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PoacrBeHHbIe 3aiBKH

3asBKa Ha JaHHBIM MATEHT UCHpAIIUBAECT NPUOPUTET COTJIACHO MpeABapUTENbHON 3asiBke Ha nateHT CIIA
Ne 62/289653, nonannoii 1 deBpans 2016 r., comepkanne KOTOPOH BKITIOYEHO B JAHHBINA TOKYMEHT MTOCPEICT-
BOM CCBIJIKH.

YpoBeHb TeXHUKH

CuctemMa KOMIUIEMEHTa TPEACTAaBISIET co00il Mmonapas3ieneHie UMMYHHOW CHCTEMBI OpraHu3Ma, KOTopas
YCHIIBAET CHOCOOHOCTh aHTUTEN M (DarOIUTAPHBIX KIETOK Pa3pyliaTh M yOalsATh MOCTOPOHHHE YaCTHIEI (Ha-
TIpUMeEp, TaTOTeHbI) U3 opranu3Ma. CrcreMa KOMIUIEMEHTa BKIIIOYaeT HaOOp OEIKOB IUIa3Mbl, KOTOPBIC JACHCT-
BYIOT BMECTE, YTOOBI aTAKOBATh BHEKJICTOUHBIC (POPMBI BO30YAUTEIICH U BBI3BIBATH PsI BOCTIAIUTEIBHBIX PEaK-
U, 9TOOBI TOMOYb OOPOThCS ¢ MH(pEKIUCH. AKTUBAIMS KOMILICMEHTa BO3MOXKHA HECKOJNBKAMU myTsiMu. Ha-
OpUMeEp, aKTHUBAIMS KOMIUIEMEHTa MOXKET MPOUCXOIUTH CIIOHTAHHO B OTBET HA OIMPECIICHHBIC MTATOTCHBI WA
MyTEM CBSI3bIBAHUS aHTUTENA C MaToreHoM. Koraa akTUBHUPYIOTCS OCIKM CHCTEMBI KOMILIEMEHTA, 3aIlyCKaeTCs
KacKajl, IIOCPEACTBOM KOTOPOTO OJUH OEJIOK CHCTEMBI KOMILICMEHTA BBI3BIBACT aKTUBAIIMIO CIICAYIOIIETO Oenka
B TIOCIICIOBATEILHOCTH. AKTHBAIUS HEOOJNBIIOTO KOJIMYECTBA OCIKOB CHCTEMBI KOMILIEMCHTA B Hayalle MyTH
3HAYMTENBHO YCHIIMBACTCS KAKJIOW TOCIIEOBATENbHON (PEPMEHTATUBHOW pPeakIuei, MpuBOIs K OBICTPON TeHe-
paruy HEMPOMOPITMOHATHFHO OOJIBIIOTO OTBETa CUCTeMBbl KoMImieMeHTa. (Marrides, S. Pharmacological Reviews
1998, ToMm 50, c. 59-88). B 310poBEIX OpraHN3Max CYIIECTBYIOT PETYJISATOPHBIE MEXaHU3MBI JJIs TIPEOTBpAIIle-
HUS HEKOHTPOJIHPYEMOH aKTUBAIIMH CHCTEMBI KOMITJICMEHTA.

[Ipu axTuBarmy OEITKU CHCTEMBI KOMILIEMEHTa MOTYT CBS3BIBATHCS C TIATOTEHOM, OIICOHU3UPYS MX JJIS T0-
TJIOMICHHS ¢ TIOMOIIBIO (DarOIUTOB, HECYITUX PEIENTOPHI ISl CUCTEMBI KOMITJIEMEHTA. 3aTeM Hebobire dpar-
MEHTBI HEKOTOPHIX OCIIKOB CHCTEMBI KOMIUIEMEHTA IEHCTBYIOT KaK XEMOATTPAKTAHTHI JUIs Habopa OOJbIIEro
KOJIMYECTBa (ParolUTOB B CaliTe aKTHUBAIIMHM CHCTEMBI KOMIZICMEHTA, a TAKXKe Ul aKTHBAIUU JTAHHBIX (haroim-
ToB. Jlanee, OCIIKM CHCTEMBI KOMIUIEMEHTA CO3JAl0T JBIPHI WM TOPHI BO BTOPTIINXCS OPTaHU3MAaX, YTO MPUBO-
T K UX pa3pymicHuto. XOTs CUCTeMa KOMIUIEMEHTa UTPacT BAXKHYIO POJb B 3alllUTE OPraHU3Ma OT YYKEPOJ-
HBIX OPTaHU3MOB, OHA TAK)KE MOXKET Pa3pyIlIaTh 3I0POBBIC KICTKH U TKaHW. HenpaBuiibHAs aKTHBAIIUS CHCTEMBI
KOMIUIEMEHTa CBsI3aHa C JUIMHHBIM CITUCKOM IaToJIoTHdecKux 3a0oneBanuii (Morgan, B. Eur J Clin Invest 1994,
Towm 24, c. 219-228), BausifoImux Ha AIMMYHHYIO, IOYEYHYIO, CEPACIHO-COCYIUCTYIO U HEBPOJOTHIECKYIO CHC-
TEMBI.

CyurHocTb u300peTeHust
B onpeneneHHBIX acmekTax B TaHHOM WU300peTeHUH TpenioxkeHbl coenquHerus Gopmynsl (1) u ux dpapma-

HEBTUYCCKU IPUEMIIEMBIC COJIN
|
X)J\ %N\ /R‘I

/i€ HE3aBUCHMO JIUISL KaXKAO0TO CiTydast

R' mpencrasmsier co60it (Cg-Cio)april HIIH TeTepoapri, 3aMEIICHHEIH 1-3 3aMECTHTEISIMH, HE3aBHCHMO
BBIOpaHHBIMU M3 TPYIIILI, cocTosmmen u3 raiorena, (C;-Cg)amkoken, (C,-C;g)ranorenankokcu, (C;-Cjj)ankumna,
(Cy-Cjp)ankenmna, mu((C;-Cp)aKu1)aMIHO U TETEPOITUKIOATKIIA;

R’wu R3, KXl He3aBUCUMO, TIpeacTaBisiioT cobolt H, F, (Ci-Cjg)ankw, (C-C;q)ankokcu(C;-C,q)amku,
(Ci-Cyg)ranorenankun, (C;-Cio)ruapoxcuankmi, ((C;-Cjq)amkmntno)(C;-Cig)ankmi, (Cs;-C;)UuKIoankun Wi
((C5-Cy)uuknoankun ) (C;-Cy o) ankm;

wm R* u R’ B3sTele BMecTe ¢ aToMoM yriepoja, ¢ KOTOPBIM OHH CBsi3aHbl, oOpa3yror (Cs-
C5)UMKIIOAaTKWILHOE KOJIBIIO;

R* npencrapnser coborr H mimm HeobOs3arensHo 3amemieHHbIH (C-Cig)ankmn, (C;-C;)uukmoankm, ((Cs-
Cy)muxnoanknin)(C-Cjg)ankmn, retepormiinoankmwi, —(rereporukioanki)(C-Cg)amkun, (Cg-Cio)apun(Ci-
C,p)amxun, retepoapuit(C;-Cg)amkmi, (C;-Co)ruapoxcuankmi uiu (C,-C,o)raoreHaaku, rae HeoOs3aTeIbHbIe
3amMecTuTen B R” BBIOMpArOT W3 Tpymnmbl, cocTosmieil u3 ruapokcu, -NH,, ramorena, -CN, (C;-C,y)ankuna,
-C(O)NHz, -COz((Cl-Clo)aHKI/IHa), -SOz((Cl-Clo)aﬂKI/IHa), NHCOz((Cl-Clo)aHKI/IHa), (Cl-Clo)aHKOKCH u (Cl-
C\0)THAPOKCHANIKHIIA;

X npencrasisier coboit NH mimu CH,;

Y OTCYTCTBYET WIIH MPEICTABISACT COOOM CR"R' umn (C¢-Cyp)apmiieH, HEOOSI3aTEIBHO 3aMCIICHHBIN Ta-
JIOTEHOM;

R” mpeacrasnser coboit H;

m paBHO | unu 2;

n paBHoO 1;

RP nmpeacTaBiset coboit H;

R'® BBIOMpatoT w3 rpymmsl, cocrosmeid u3 H, (C-Cjpankmma u (C,-C,op)ruapokcuankuna, rae (Ci-
C)0)aIKuI HEOOA3aTEIBHO 3aMeIIeH NR”RIS;

R u ng, KKl HE3aBUCUMO, MPEeACTaBIIOT c000it (C-Cq)anku;
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i o o .
MpCACTaBJIACT C06OI/I \ nimn ;

VAR WA , KaKIIbI He3aBUCUMO, TIPENICTABISIOT co0oi C mmu N;

72 npencrasisieT coboit N, CH wim CF,

z* npeacTaBisieT coboi N wim CRS;

7° npeacTaBisieT coboi N wim CR’ ;

78 npeacTaBisieT coboi N wim CR6;

7’ npeacTaBiseT coboi N miu CRQ;

Z¢n Zg, KaXX/IbIil HE3aBUCHMO, MIPECTABIIOT co00i N wtu CRIQ;

R’ u R®, kasxzplii HE3aBHCUMO, npeactaBisroT coboit H, ramoren, -CN, -NO,, -OR", -NR"R", -C(O)R",
-C(0)OR", -C(O)NR"R", -NR”C(0)R", -NR"C(0)OR", -NR"”C(O)NR"R", -NR"’S(0),(R"*) nm neobs3a-
TEJNBHO 3aMENICHHBINA oqHIM min Oouee 3amectutensamu (Ci-Cg)ankui, (C,-Cg)amkenm, (C,-Co)ankunmn, (C;-
Cpyranorenankun, (Cq-Cig)apmn(C-Cjp)ankwmn, rerepoapmin(C,-Cjo)ankmn, rterepoapun, (Ce-Cio)apun, (Cs-
Comuxnoankui,  ((C;-Co)uukmoankun)(C-Co)amkuia, TeTepOorUKIoalkml win  (rereporukiaoankui)(C-
C,p)amkudn, rie

HeoOs3aTebHBIC 3aMecTHTend B R 1 R® BRIGHPAIOT U3 IPYIIIBL, COCTOSIICH U3 THAPOKCH, TalOreHa, CHITH-
nma, rerepoapmna, (C,-Cg)ankuna, (Cs-Cig)apmma, C(O)((Ci-Cyp)ankuna), au((Ci-Cjo)ankmn)aMuHO U TeTepo-
MUKII0ANTKHIIA, HeoOs3aTebHOo 3amMenteHHOTo (C-Cig)aakuinoMm;

L npencrasiser coboii -H, -CN, -C(O)R’, -CH(OH)R” nnu -S(0),((Cy-Cyp)ankumn);

R7, HE3aBUCHMO JUISI K&XKIOTO ciydast, npeacraniset coooit NH,, CH; unu CFj;

R® u R, xaxzplit He3aBHCHMO, MpeCTaBIIOT coboi H, ramoreH, -OR", -NR"R", -C(O)R", -C(O)OR",
-C(O)NR"R", .NR"C(O)R", -NR"’C(O)OR", -NR"*C(O)NR""R"* umu -NR"’S(0),(R"*);

R" u R", HesaBucHMO 151 KaX/I0TO CIyuast, IPEJCTABIAIOT co60it H min HeoGs3aTenbHO 3aMeIeHHbII
(C1-Cyp)ankun, (Cy-Cyg)ankenmi, (C,-Cig)amkunmi, (Cy-Cig)apui, (Ce-Cig)apmn(Ci-Cg)ankui, reTepoapui, re-
tepoapmit(C,-Cg)ankwm, (C;-Co)uukmoanku, ((C;-C;)uukmoankwn)(C;-Co)alKkui, TeTepOIUKIOaTKI il (Te-
tepormkoankui)(C;-C o)alku, rae Heobs3ateabHbie 3amectuteni B R 1 R' BeIGuparor 13 rpymmer, cocTos-
meit w3 ranoreHa, (C,-Cjp)amkmma, -NH,, -CN, (C;-C;umkmoankuna, (C;-C,o)ranorenankuna, (C;-
Cp)anmkokcu(C,-Cjg)ankmia, -NHCO,((C,-C,gp)ankuna) u nu((C,-C;,)alKe)aMruHO;

win, korma R u R nprcoemHeHE! kK 0IHOMY 1 TOMy Xe aTomy,

R" u R', B3sTBIe BMecTe ¢ TAHHBIM aTOMOM, MOTYT OGPa30BHIBATH TETEPOLHKINUCCKOE KOMBLIO, HEOOs3a-
TEJNBHO 3aMEIICHHOS OJHUM WM HECKOJIBKUMH 3aMECTUTEIIIMU, HE3aBHCHMO BBIOpAaHHBIMHU U3 ranoreHa, (Ci-
Cipankmna, -NH,, (C;-Cq)umknoankmna, (C;-Cjg)ranorenankuna, (C;-Cig)ankokcu(C;-Cip)ankmna, (Cq-
Cyo)apmn(C,-Cg)ankmia, HeoOs3aTenpHO 3aMerieHHoro rajgoreHoM, U -NHCO,((C;-Cyg)ankuna);

RY npeacTaBisiet coboit H;

J mpencrasnser coooi H wiu NH,;

p passo 0, 1 umm 2;

HN

MIpUYEM, €CIIU 7! npeacrapusieT coboit N wim ecinu MPEeJCTaBIsICT cO00it © , Torga X
npexcTasisier coboit CH,.

B ompeneneHHBIX acmekTax B JaHHOM H300peTEeHHH MpeiokeHa (apMmareBTHUECKass KOMITO3HIHS, CO-
JiepKamias CoeIMHeHNE TI0 JaHHOMY H300peTeHHIO, MIIH eT0 (hapMaIeBTHIEeCKH IpHUeMiIeMasi CoJlb; U (hapMarieB-
TUYECKU TIPUEMIIEMBIIf HOCUTEb.

B ompeneneHHBIX acleKTax B JaHHOM M300pETEHUH MPEUIOKEH CIoco0 JIeUeHNs WITH MPO(UITaKTHKY 3a-
0o0J1IeBaHUS WM NATOJOTHIECKOTO COCTOSHUS, XapaKTEePHU3YIOIMIerocsi abeppaHTHON aKTHBHOCTHIO CHCTEMBI KOM-
wieMeHTa. Criocod BKIIIOYACT CTAJHI0 BBEICHUS CYOBEKTY, HYXKIAIOMIEMYCS B 3TOM, TepaneBTH4YecKu A dek-
TUBHOTO KOJIMYECTBA COCTUHCHUS IO NAHHOMY HM300pPCTCHUIO, WK ero (hapMaleBTHICCKH MPUEMIICMOH COJIH,
TEM CaMBIM Jic4a WM MPEIoTBpaInas 3a00JIeBaHUC MU MATOJIOTHYECKOE COCTOSHHE, XapaKTePU3YIOIIEeCs OT-
CYTCTBHEM aOeppaHTHOW aKTHBHOCTH CHCTEMBI KOMILIEMECHTA. B HEKOTOPHIX BapuaHTax peau3aluu u3o0pere-
HUs 3a00JIcBaHKUE WM MATOJIOTHYECKOE COCTOSTHHE, XapaKTepH3yIomieecs a0eppaHTHOW aKTUBHOCTHIO CHCTEMEI
KOMILUICMEHTA, MPEICTABIIICT COO0H MMMYHOJIOTHYECKOE PACCTPOMCTBO. B HEKOTOPHIX BapHaHTaX peau3alid
n300peTeHust 3a00JIeBaHNE WM TaTOJIOTHYECKOE COCTOSHHE, XapakTepu3youieecs adbeppaHTHONH aKTUBHOCTBHIO
CHUCTEMBI KOMIUIEMEHTA, MPEACTABIET cOO00H 3a00ieBaHUe IEHTPAILHON HEPBHOW CUCTEMBI. B HEKOTOpHIX Ba-
pHaHTaxX peanu3aliyd H300peTeHUs 3a00JIeBaHNe WM MATOJOTHIECKOE COCTOSHHUE, XapaKTepu3ylomeecs: abep-
PaHTHOW aKTUBHOCTBHIO CHCTEMBI KOMIIEMEHTa, MPEACTaBIseT co0oi HeliponereHepaTHBHOE 3a00JIeBaHIE WIIH
HEBPOJIOTHYECKOE 3a00eBaHne. B HEKOTOPHIX BapHaHTax pealn3aliy H300peTeHns 3a00IeBaHNe WX 1TaToJIO-
THYECKOE COCTOSIHHE, XapaKTepH3ylomeecs abeppaHTHON aKTHBHOCTBIO CHCTEMBI KOMIUIEMEHTA, MPECTaBIACT
co00¥ TOYEUHYIO0 HEIOCTATOYHOCTh. B HEKOTOPHIX BapHaHTaX pealn3allii U300peTeHus 3a00JIcBaHNE WU T1a-
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TOJIOTUYECKOE COCTOSTHHE, XapaKTepHu3yloleecss a0eppaHTHON aKTHBHOCTBIO CHCTEMBI KOMIIJIEMEHTA, IIPEICTaB-
Js1eT co00 cepeduHo-cocyancToe 3abojeBanre. B HEKOTOPBIX BapHaHTax peanu3anuy u3o0pereHus 3aboseBa-
HHE WJIH ITaTOJIOTHYECKOE COCTOSIHNE, XapaKTepHu3yolieecss abeppaHTHOI aKTHBHOCTHIO CHCTEMBI KOMIUIEMEHTA,
BBIOpPaHO W3 TPYIIBI, COCTOSINEH W3 MapOKCH3MaJbHONH HOYHOW T'€MOTIIOOMHYPHH, aTHITUYHOTO T€MOJUTHKO-
YPEMHUYECKOTO CHHIPOMA, OTTOPXKEHHS TPAHCIUIAHTaTa OpPraHOB, MHACTCHHUH, ONTHKOMHUEINTa, MEMOpaHO3HO-
MPOTU(PEPaTUBHOTO TIIOMEpPYIOoHePpHUTa, OOJNE3HH TUIOTHOTO OCajaKa, 00Je3HH XOJIOJOBHIX arrJlOTHHUHOB U
KaracTpoduaeckoro aHTu(HOCHOIUITHUIHOTO CHHAPOMA.
IMoapoOHOe onucanne CyIIHOCTH H300peTeHus

Coobmanocs 00 MHTHOUTOpPaxX CHCTEMBI KOMIUIEMEHTa M O TOM, YTO OHH IIPUTOJHBI B TEpPaIleBTHYECKUX
METOAAX ¥ KOMITO3UIIHSAX, IIPUTOTHBIX ISl IPUMCHEHUS NPU JICUYCHUH WM MPEIOTBPAIICHHH PA3IMYHBIX UMMY-
HOJIOTHYECKHX PacCTPONCTB, HEPBHO-AETCHEPATUBHBIX 3a00JeBaHMH M 3a00JIEBaHMN LEHTPAJIbHOW HEPBHOM
CUCTEMBI. B TaHHOM JTOKyMEHTE MpeaCcTaBIeHEI coenuHeHus (Gopmydsl (1), KOTOphIe SBISIFOTCS MPUTOAHBIMHE IS
JICYCHUS] WIKM TPeNOTBpaIleHHs 3a00JICBaHUSI WM NAaTOJOTMYECKOTO COCTOSIHUS, XapaKTepHusylomerocs abdep-
PAHTHO¥ aKTUBHOCTBHIO CHCTEMBI KOMIUIEMCHTA.

OrnpeneneHwsl.

EnuHCcTBEHHOE YHCIIO B JAaHHOM JOKYMEHTE OTHOCHTCS K OTHOMY WJIH Oojiee 4eM OuH (T.€. K IO MEHbBIICH
Mepe 0JTHOMY) TpaMMAaTHIECKOMY OOBEKTY mpeaMeTa. B kadecTBe nmpumepa "seMeHT" 03Hav9aeT OJUH DJIEMEHT
niu 6oJree OHOTO JICMEHTA.

TepmuH "reTepoaToM" SIBJISIETCS MPU3HAHHBIM B TAHHOW 00JACTH TEXHUKH W OTHOCHUTCS K aTOMY JIF0OOTO
3JIeMEeHTa, OTIMYHOMY OT YTJIepoJa Wi Bogopoaa. MIumocTpaTuBHBIE IPUMEPHI TeTepoaTOMOB BKIIIOYAIOT O0p,
a30T, KUCII0poz, Gpocdop, Cepy U celeH, a TaKXkKe KUCIOPO/I, a30T WIH cepy.

TepmuH "ankuia" B KOHTEKCTE JAHHOTO JOKYMEHTa IIPEACTaBisieT co0OH TepMHH M3 JaHHOW 00JacTh Tex-
HUKU U OTHOCHUTCS K HACHIIICHHBIM aTu()aTHICCKUM TPYIIIaM, BKIIOYAs alKHIBHBIC TPYIIBI ¢ IPSIMOU IICTIBIO,
ANKWIHHBIC TPYIIIBI C PA3BETBICHHOH IICTIHIO, IIMKIOATKWIBHBIC (ATUIMKINICCKUC) TPYIIIEI, aTKHII3aMeIICHHBIC
UKJIOANIKIIBHBIC TPYIITEI U IUKIIOATKWI3aAMEIICHHBIC alIKHIBHBIC MPYIIEL. B HEKOTOPBIX BapHaHTaX peam3a-
IIUH U300PETEeHNUS aJIKII C IPSIMOM LIETBIO MM pa3BETBICHHON IIeTbi0 nMeeT 0KoJio 30 WM MeHee aTOMOB yTiIe-
pona B ero ocHoBHO# mer (Hanpumep, C;-Cso ams npsmoit rienu, Cs-Csg 71 pa3BETBICHHOH 1IeTIH) W albTepHa-
THUBHO, 0K0J10 20 i MeHee arbo 10 win MeHee. B HEKOTOPHIX BapHaHTaX peallM3alid U300pEeTEeHUsT TEPMUH
"amkun" otHocuTcs K Ci-Cjy aNkmibHOM Tpymie. B HEKOTOPBIX BapHaHTax pealn3aliid H300pETCHUs TEPMUH
"amkun" otHOCUTCS K C1-Cg ankummpHOM rpytme, Hanpumep, C-Cq aJIKHIIBHOH TpyTIe ¢ MPsIMOH 1eTnblo. B Heko-
TOPBIX BapWaHTax peanu3aruu n3o0pereHus tepmMuH "ankmir" otHocutcs K C;-Cjp alKWIbHOW Tpymme ¢ pas-
BETBJICHHOH IENbI0. B HEKOTOPHIX BapuaHTax pealn3anuu nu3oOpereHus TepMuH "amkwr" oTtHocutes K C;-Cg
ANKWIHHON TPYIIIE C Pa3BETBICHHON IIeTbI0. TUIOBBIC MPUMEPHI ANKIIA BKIFOYAIOT, HO HE OTPAHUYHBAIOTCS
WM, METWJI, 3T, H-TIPOIIII, H30IPOIIMI, H-OYTHII, BTOP-OYTHII, H300YTHI, TPET-OYTHII, H-TICHTHUII, U30TICHTHIL,
HEOTIEHTHI U H-TeKCHJL.

TepMuH "mUKIOATKIT" 03HAYaeT MOHO- WM OWIUKIMYCCKUE WM MOCTUKOBBIC HACKHIIICHHBIC KapOOIHK-
JMYECKUe KOJIbIIa, KaXJI0€ U3 KOTOPBIX UMeeT oT 3 110 12 aroMoB yriiepona. HekoTopsle MUKIIOANKHIBI HMEIOT
oT 5-12 aTtomoB yriepoaa B WX KOJBIICBOW CTPYKType, M MOTYT MMeTh 6-10 aToMOB yriepoaa B KOJBIIEBOH
ctpykrype. [IpeamodrurenbHo MUKIOANKIIT npeacTaBisieT coooi (Cs-C;)IUKIIOANKII, KOTOPBIA MPEACTaBIISIET
c000¥i MOHOIMKJIMYECKOE HACHIIIICHHOE KapOOIMKINIECKOe KOJIBIIO, UMEoIIee OT 3 0 7 aTOMOB YIjiepoja.
[IprmMeps! MOHOIMKIMYECKUX IUKIOAIKIIOB BKIIOYAIOT IUKIOPOIIII, IIUKIOOYTHII, IUKIONEHTH, IAKIIONECH-
TEHWJI, IIUKJIOTEKCIII, ITIKIOTeKCEHII, IIMKJIOTENTH ¥ IIUKJIOOKTIII. BUIMKIMYeckre IUKIOANKIIIFHBIE KOJBIIe-
BbIE CHCTEMBbI BKJIIOYAIOT MOCTHKOBBIC MOHOIMKIMUECKHE KOJIbIA U KOHICHCUPOBAHHBIE OUITMKINYECKHE KOJIb-
1a. MOCTHKOBBIE MOHOIMKIIMYECKHE KOJbIa COAEPKaT MOHOUMKINYECKOE IUKIOAJIKIIBHOE KOJBLO, I/IE IBa
HECMEXHBIX aTOMa YTIepoJia MOHOIIMKIUYECKOTO KOJbIA CBS3aHBI ANKIJICHOBBIM MOCTHKOM MEXIY OJHUM U
TpeMsl JIOTIOJIHUTEIBHBIMU aTOMaMH yriepona (T.e. MOCTHKOBO# rpymmoit ¢popmsr -(CH,)y-, Tie w pasao 1, 2
win 3). TunoBeie mpUMeEpbl OUITMKINYECKAX KOJBIIEBBIX CHCTEM BKJIFOYAIOT, HO HE OTPAaHHYHBAIOTCS UMH, OH-
nukio[3.1.1]renran, ourukino[2.2.1]renraH, ounukio[2.2.2]okTaH, ourukiao[3.2.2|JHoHaH, OUITHK-
no[3.3.1]nonan n Ounmkio[4.2.1]HoHan. KoHIeHCHpOBaHHBIE OHITMKIMYECKHE ITUKIOANKHIBHBIC KOJIBIICBBIC
CHCTEMBI COJIepKaT MOHOLIUKIIMYECKOE ITUKIOATKAIBHOE KOJIBII0, KOHICHCHPOBaHHOE JINO0 ¢ (heHMIOM, MOHO-
MUKITAYECKUM ITUKIOATKAIIOM, MOHOIMKIAYSCKAM IUKIOATKEHHUIOM, MOHOIIMKINYECKAM T'eTePOLUKIIIIOM,
100 ¢ MOHOIIMKIIMIECKAM TeTepoapiiioM. MOCTHKOBEII HITH KOHACHCUPOBAHHBIN OUIMKINIECKAHN ITHKIOATKUIT
MIPUCOEANHEH K UCXOTHOM MOJIEKYJIIPHON YacTH depe3 JII000H aToM yriepoaa, Comep Kaiuiicss B MOHOITUKITYIC-
CKOM HUKJIOAIKHIHFHOM KOJbIlE. [[MKII0OaTKMIbHBIE TPYITE SBISIOTCA HEOOs3aTeIbHO 3aMeIIeHHBIMHA. B Heko-
TOPBIX BapHaHTAaX pealu3allii W300peTCHHsS KOHJICHCUPOBAHHBIN OWIMKITUYCCKUN MUKIOATKHI MPEICTABISCT
co0oit 5 wim 6 WICHHBIH MOHOLMKINYECKOE IHMKIOAIKWIBHOE KOJBIO KOHAECHCHPOBAHO KakK C ()EHUIIBHBIM
KOJIBIIOM, 5 WM O-YJICHHBIM MOHOUMKIMYECKUM ITUKJIOATKMIOM, 5-6-4JICHHBIM MOHOIUKIMYECKUM ITUKIIOAIIKE-
HUJIOM, 5-0-4ICHHBIM MOHOIMKJINYCCKUM TeTePOIUKIHIOM HIH 5-6-WICHHBIM MOHOIUKIHYCCKHM TETCPOAPH-
JIOM, TIPHUYEM KOHACHCUPOBAHHBIA OMIIMKINYCCKUI [IUKIOAKILT SIBIIICTCS HEOOSI3aTEIFHO 3aMEIIICHHBIM.

TepmuH "(UMKITOATKIIT)aJIKHA" B KOHTEKCTE JAHHOTO JOKYMEHTa OTHOCHTCS K aJKHJIBHOW TpyIIe, 3aMe-
IIEHHOW OJHOM Wiw OoJee IMUKIOATKIIIBHBIMU TpynmaMu. [IprMepoM MUKIOaIKUIANKIIA SBISETCS ITHKIOTeK-
CHIIMETHIIFHAS TPYTINA.
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TepMuH "reTepOIMKIOATKIIT" B KOHTEKCTE JAHHOT'O TOKYMEHTa OTHOCHTCS K paJiKainy HeapOMaTHUCCKOM
KOJIBIICBOW CUCTEMBI, BKITIOYAsl, HO HE OTPaHUYMBAsCh UIMH, MOHOIIMKITUYCCKUE, OUIMKINICCKAC U TPUIHKIINIC-
CKHE KOJIbIIa, KOTOPBIE MOTYT OBITH MOJTHOCTHIO HACKHIIIECHB! WM MOTYT COAEP)KaTh OIHY MM OoJjiee eIUHUI] He-
HACHIIIEHHOCTH, BO M30eXaHne COMHEHHUH, CTEeNCHh HEHACHIIIICHHOCTH HE PUBOIUT K apOMAaTHUECKON KOJIBbIIE-
BOH crcTeMe, U UMeroriei oT 3 1o 12 aToMOB, BKIIIOYAs 1O MEHBIIIEH Mepe OJHMH TeTepoaToM, TaKOi Kak a3oT,
KHCJIOPOJ WM cepa. B MIIIIOCTpaTHBHBIX IETSAX, KOTOPHIE HE CIeIyeT MCTONKOBBIBATH KaK OTPaHUYMBAIOIINE
00BeM TaHHOTO M300PETEHHS, HHXKE MPUBEICHBI IPUMEPHI TeTEPOIUKINIECKUX KOJICI: a3upHINHIII, a3UPHUHUIL,
OKCHPaHWJI, THAPAHWJI, THUPEHIUI, TUOKCUPAHIII, THA3UPHUHIII, Tua3enanni, 1,3-nuokcanmi, 1,3-1uoKconaHu,
1,3-mqutnonanmi, 1,3-TUTHAHWI, UMHIA30JTUINHUI, H30THA3OIMHII, W30THA30IUIANHIII, U30KCA30JIMHMII, U30-
KCa30JIUAMHWI, a3¢TWI, OKCETAaHMJ, OKCETHJI, THETAHWJ, THCTWI, TUA3CTHIUHII, THOKCETAHWI, TUOKCCTCHUIL,
JTUTHCTAHWI, TUTHETHUII, TUOKCAIAHIII, OKCA30JIMII, THA30JMII, TPHA3HHIII, U30THA30JIMI, U30KCA30JIHII, a3CTTHHBI,
A3CTUIUHII, MOP(OIMHIII, OKCaTUA30IMHII, OKCAUA30JIUANHIII, OKCa30JIMHIII, OKCA30IHINHILI, OKCOTHIICPH-
JIUHWJ, OKCOTIMPPOTUANHIIL, TUIICPA3UHIII, TTHIICPUIMHII, TAPAHWIT, TUPA30IHHIII, TUPA3OAINHII, THPPOITH-
HUJI, TUPPOTAIMHIT, XUHYKIUIAHII, THOMOP(QOIHHIWI, TETPAruAPONUPAHIII, TETPAruApOPypaHul, TeTparui-
POTHEHWJI, THAAWA3OJIMHIII, THAOUA3OIUAUHWI, THA3OIWHII, THA30MMAUHWI, THOoMopdommamn, 1,1-
JIMOKCOTOTHOMOP(HOTHHUI (THOMOP(OTHMHCYITB(OH), THOMMPAHIII ¥ TPUTHAHWI. | €TepOIMKIOATKUIbHAS TPYII-
Ta SBISETCA HeoOs3aTeIbHO 3aMEIEHHOM OTHUM TN 00Jiee 3aMECTHTEIISIMHU, KaK OIMCAaHO HIDKE.

TepmuH " (TETEPOITUKIOATKII)aTKHI" B KOHTEKCTE TAHHOTO JOKYMEHTa OTHOCHTCS K aJKWUJIBHOW TPYIIIIE,
3aMEIICHHON OHOHN K 0oJiee TeTepOIKIOATKUIBHBIMH (T.€. TeTePOIUKIHIBHBIMA) TPYIIIaMH.

Tepmun "amkeHWT" B KOHTEKCTE JAHHOTO JOKYMEHTA O3HA4YaeT YTIIEBOJOPOIHBIN paguKkai ¢ IpsSIMON HIH
Pa3BETBIEHHOU LIEMNbI0, coAepaKanuii oT 2 10 10 aTOMOB yriepoaa U COAEpKaIlUii 0 MEHbIIEH Mepe OJHY yT-
JIEPOA-YTIIEPOJHYIO ABOMHYIO CBsI3b, OOPa30BaHHYIO YIaJCHHEM JIByX aTOMOB BOAOpOJa. THIOBBIE MPUMEPHI
ANKCHWIA BKITFOYAIOT, HO HE OIPaHUYUBAIOTCS UMU, STCHWI, 2-TIPOIEHUI, 2-METWI-2-POTICHIWI, 3-0yTeHnt, 4-
MEHTEHW, S-TeKCEeHWI, 2-TeNTeHW, 2-MeTW-1-renteHu, u 3-neueHuwi. HenaceimenHas cBA3b(1) aJKeHUIbHON
TPYIIBI MOXKET OBITH pacIojo)keHa B JJI000M MecTe (hparMeHTa U MOKeT uMeTh Jnbo (Z), mibo (E) xondurypa-
IIUIO BOKPYT JIBOHHOM CBSI3U(EH).

TepmuH "ankuHUI" B KOHTEKCTE JAHHOTO JTOKYMEHTA O3HAYaeT YIJIEBOJAOPOIHBIA PAIUKall ¢ MPSIMON TN
Pa3BETBICHHOM IIETIBIO, cosiepkantuii ot 2 1o 10 aToMOB yTiiepoaa U couepKamiuii Mo MEHBIIeH Mepe OJHY YT-
JIepOI-yTIEPOSHYI0O TPOWHYIO CBs3b. THIOBBIE MPUMEPHI aNKHHWIA BKIIOYAIOT, HO HE OTPaHUYMUBAIOTCS WMH,
aleTUIICHW, |-TIPOTMHNI, 2-TIPOTTMHMI, 3-OyTHHIII, 2-IEHTHHII U 1 -0y THHWIL.

Tepmun "amMuHO" MpeAcCTaBIseT cOOOH TEPMUH U3 JAHHON O0JIACTH TEXHUKHU M B KOHTEKCTE JAHHOTO JO-
KyMEHTa, KOTOpbIi oTHOCHTCS K -NH,.

TepmuH "anKunTHO" B KOHTEKCTE JAHHOTO JTOKYMEHTa OTHOCHUTCS K alKMiI-S-. TepmuH "(ankunTno)ankur'”
OTHOCHUTCS K aJIKWILHOU TPYIIIE, 3aMEIICHHON alTKAITHO-TPYIIIION.

Tepmun "apun" npeacrariseT coOOi TEPMHUH U3 JAHHOW O0JIACTH TEXHUKH M B KOHTEKCTE NAHHOTO JOKY-
MEHTa BKJIFOYACT MOHOITUKIMYCCKHE, OUIUKIMYCCKIE U TOJHIUKIMYCCKUEC apOMATHYCCKHE YTIICBOJOPOIHBIC
TPYIIIEI, HAPpUMEp, OCH30JI, HadTaluH, aHTPAICH U MUPEH. TUNHYHO, apiiibHasl TPYIIa COACPKUT 6-10 KoJb-
1eBbIX aToMoB yriepona (1.e. (C4-Cig)apmir). ApoMaTHIECKOE KOJBIO MOXET OBITh 3aMEIIEHO 0 OJHOMY FITH
Ooee MONIOKEHMSAM KOJIbIIA OJHUM WM OoJjiee 3aMECTHTEISIMH, TAKUMH KaK TaJlOTeH, a3, ajKuil, apajikKui,
ANKESHW, aIKUHWI, TIUKIOATKII, THAPOKCHII, aTKOKCHI, aMHHO, HUTPO, CYIb(PTUAPIII, HIMUHO, aMHI0, docdo-
HaT, Gpochunat, KapOOHWI, KApOOKCHII, CHIIAI, TIPOCTON 3PUp, aJKHUITHO, CYIbPOHMI, CYIhPOHAMHIO, KETOH,
aNbIETH/, CIOXKHBIN AQHpP, TETEPOIMKIINI, apOMaTHYECKIE FIIU TeTepoapoMaTHdeckie GparMeHThl, PTOPaIKIIT
(Takoi KaKk TPUPTOPMETHI), IMAHO WU TOMY rojobHoe. TepMuH "apun" Takke BKIIIOYACT B ceOs MOIMLIUKIN-
YECKHE KOJIBIICBBIC CHCTEMBI, IMEIOIINE JBa WK 00JIee IIMKIINICCKUX KOJIbIA, B KOTOPBIX JIBa WM O0OJee aTOMOB
yrieposa SIBJISIOTCS. OOLIMMH ISl IBYX COCEOHUX Koulel] (KOoJiblia HPENCTaBISIIOT co00i "KOHAEHCHPOBAaHHbIE
KoJblia"), IIpUYEM O MEHBIIEH Mepe OJHO M3 KOJIEI MPEACTaBIsIET cO00M apoMaTHUeCKHH yTJIeBOAOpPOJ, Ha-
IpUMEp, APYTHE MUKINISCKHE KOJIbI[A MOTYT MPEACTABIATE COOOM IIUKIOATKUIIBI, UKIOAIKCHBI, ITUKIOATKAHBI,
apwibl, TETCPOAPUIBI W/WIM TETCPOUMKIMIBL. B HEKOTOPBIX BapHaHTaX pealu3allid H300PETCHUS TEPMUH
"apun" oTHOCHUTCS K (PEHHIBLHOW TpyTIIIe.

TepmuH "reTepoapuin" SIBISETCS TEPMUHOM M3 JAaHHOW OOJIACTH TEXHWKH M B KOHTEKCTE JaHHOTO JOKY-
MEHTa OTHOCHUTCS K MOHOITUKIMYECKOW, OMIIMKIMIECKON W TOJHMIIMKINIECKON apOMaTHIECKOH TPyIIe, HMEI0-
e B cyMmme oT 3 1o 12 aToMOB, BKITIOUYast OJIMH WU O0Jiee TeTepoaTOMOB, TAKUX KakK a30T, KHCIOPOJI U cepa
B KOJIBLIEBOW CTPYKType. WIITocTpaTHBHBIE MPHUMEPH! T€TEPOAPMIBHBIX TPYIIT BKIIOYAIOT a3aWHAONWI, OCH-
30(b)TreHm, 6eH3UMIIa30III, OeH30(hypaHuy, OEH30KCa30IMI, OEH30THA30IMI, OCH30THAINA30JINI, OCH30T-
pHa30IIIIL, OEH30KCAANA30IIIT, (DYpaHIIT, IMHIA30III, UMHIA30TAPHUIUHIII, WHOIMI, WHIOIMHII, HHAA30IHII,
W30WHJIOJIMHWI, U30KCA30JIWI, W30THA30JIWI, U30XUHOJIMHII, OKCAJAHA30JIMI, OKCA30JMII, MYPHHWI, MHPAHWUI,
NUpa3suHWI, THPAa3oJIWI, THPHAMHWI, THPUMUIWI,  nuppoio[2,3-djmupuMuanami,  mnupasonol3,4-
d]mupuMUANHII, XUHOIMHUI, XUHA30JIUHWI, TPUA3OIUII, THA30IMI, THO(DEHWI, TeTParuApOuHI0INI, TETPa30-
JIAJT, THAJAA30IIII, THCHWI, THOMOP(OIMHIII, TPHA30IHMI WIH TPOIAHWI U ToMmy mogoOHoe. "T'erepoapmn” mo-
JKET OBITh 3aMEIIICH TI0 OJTHOMY HJIH 0OJiee TTOJIOKEHUSIM KOJIbIIA OJTHUM WK 00Jiee 3aMECTUTEIIIMU, TAKUMH KaK
TaJIOTeH, a3Wl, aJIKWUJI, apAJIKWJI, alIKSHIUI, aIKHHIII, IUKIOAIKIII, THAPOKCHII, aIKOKCHII, aMHHO, HUTPO, CYJIb}-
TUAPWII, UMUHO, aMu1l0, (hocdonat, pochuHaT, KapOOHMI, KApOOKCHII, CHIIHII, TIPOCTON dPHP, ATKUITHO, CYIb-
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(dhonm, cymp(hOHAMUIO, KETOH, aTbJCTUA, CIOXKHBIA 3(UP, TETCPOIUKIIUIL, ApOMATHUCCKUE WU TETEPOAPOMATH-
yeckue pparMeHTsl, GTOpaIKKI (Takue Kak TPHQTOPMETHII), IIMAHO WK ToMy nofooHoe. TepmuH "rerepoapui”
TaKXKe BKJIIOYACT B cE€0s MOMMIMKIMYECKIE KOJIBIIEBEIE CHCTEMbI, IMEIOIINE IBa WIIH 0oJiee IMKINIECKUX KOJIb-
112, B KOTOPBIX JBa WJIH 0OJiee aTOMOB YTJIEpO/ia SIBITIOTCS OOIIMMHE TSI IBYX COCEIHUX KOJIEI (KOIbIa SBISIOT-
cs1 "KOHJCHCHUPOBAHHBIMHU KOJBIIAaMU"), PUYEM TI0 MEHBIIIEH Mepe OJHO M3 KOJell MpeIcTaBiIseT coboil apoMa-
THYECKYIO TPYIITY, HMEIOIIYIO OJUH MM O0Jiee TeTepoaToMOB B KOJIbIIEBask CTPYKTYpa, HapuMep, APyrue IHK-
JIMYECKUE KOJIbIIa MOTYT MPEACTaBIATH COOOH MUKIOANKHI, IUKIOAIKSHWIIBI, ITHKIOATKAHIIIBI, apUIIbI, TeTe-
POApHIIBI M/UITH TETEPOITUKITHIIBL.

Tepmun "apankun" win "apuiaankuna” SBISETCS TEPMUHOM W3 JaHHOM OOJIACTH TEXHWKH M B KOHTEKCTE
JAHHOTO TOKYMEHTA OTHOCHTCS K alIKWJIBHOM IpyIIie, 3aMEIICHHOH apIIbHON TPYIION, IPUYEM (pparMeHT MpH-
COCJIHEH K MCXOIHOM MOJICKYJIC Yepe3 aJKWILHYIO TPYIIIY.

Tepmun "rerepoapankun” WK "TeTepoapiIaikui’ SBISETCS TEPMUHOM W3 JTaHHOW 00JacTH TEXHUKH U B
KOHTEKCTE JAHHOTO JOKYMEHTa OTHOCHUTCS K alIKWJIBHOH TPYIIe, 3aMEIICHHON TreTepoapiibHOM TPYION, MpH-
COCJIMTHEHHOM! K MCXOJHON MOJICKYIISIPHOM YacTh Yepe3 aJKUIbHYIO TPYIITY.

TepmuH "amKokcu" B KOHTEKCTE JAHHOTO JOKYMEHTa O3HAYaeT aJIKIIbHYIO TPYIITY, B COOTBETCTBHH C OII-
peneneHueM B TaHHOM JOKYMEHTE, MPHUCOCIMHEHHYIO K HCXOJHOMY MOJIEKYISIPHOMY (pparMeHTy depe3 aToMm
Kucioposa. THITOBBIE TPUMEPHI aJIKOKCH BKIIIOYAIOT, HO HE OTPAaHUYHUBAIOTCS UMH, METOKCH, 3TOKCH, ITPOMOKCH,
2-TIPOTIOKCH, OYTOKCH, TPET-0yTOKCH, MEHTUIIOKCH U TeKCHUIIOKCH.

TepmuH "aNIKOKCHATKHAI" OTHOCUTCS K JIKMJILHOM TPYIITIE, 3aMEIICHHON alTKOKCHUTPYIITION.

TepmuH "aprmokcu" B KOHTEKCTE JaHHOTO JOKYMEHTAa O3HA4aeT apHIbHYIO TPYIINY, B COOTBETCTBHH C OII-
peAeTcHuEM B JaHHOM JOKYMEHTE, MPUCOCTUHEHHYIO K UCXOTHON MOJICKYIISIPHOM 4acTH Yepe3 aToOM KHCIOPO-
Ja.

TepMmuH "reTepoapriaokcu” B KOHTEKCTE TaHHOTO TOKYMEHTA O3HAYaeT reTepOapiIbHYIO TPYIITY, B COOT-
BETCTBHUHU C OTPEJCICHUEM B JAHHOM JOKYMCHTE, MPUCOCIMHEHHYIO K MCXOTHON MOJICKYJSPHOW YacTd 4epes
aTOM KHCIIOpOJIa.

TepmuH "tiaHo" SBISAETCS TEPMUHOM M3 JTaHHOW OOJACTH TEXHHMKH B KOHTEKCTE NaHHOTO JOKYMEHTa OT-
HocuTes K -CN.

Tepmun "ranored" SABISETCS TEPMHUHOM U3 JAHHOW OOJIACTH TEXHUKHW B KOHTEKCTE NAHHOTO JTOKYMEHTa
otnocurcs K -F, -Cl, -Br umu -1.

TepmuH "raoreHaNKmI" B KOHTEKCTE TAHHOTO TOKYMEHTa OTHOCHUTCS K aIKUIIBHON TPYIINe, COOTBETCTBUU
C OTIpelleNIeHNEM B JTAHHOM JOKYMEHTE, B KOTOPOW HEKOTOPBIE WM BCE aTOMBI BOJOPOJA 3aMEHEHBI aTOMaMHU
raJIoTeHa.

Tepmun "ruapokcu" sIBISETCS TSPMUHOM H3 TAHHON 00JACTH TEXHHWKH B KOHTEKCTE NAHHOTO JTOKYMECHTA
oTHOCcUTCS K -OH.

TepmuH "TuapokcHaikui" B KOHTEKCTE JAaHHOTO JOKYMEHTa O3HauyaeT, YTO MO MEHbLIeH Mepe oJHa Tuj-
POKCHIIbHAS TPYINA, B COOTBETCTBUH C ONPEACICHUEM B JTAaHHOM TOKYMCHTE, MPHUCOCTUHSICTCS K UCXOTHOMY
MOJICKYJISIPHOMY (PparMeHTy Yepe3 alKWIBHYIO TPYIY, B COOTBETCTBHH C ONIPECIICHUEM B JAHHOM JJOKYMEHTE.
TumoBsle NpUMEPHl THAPOKCHANKWIA BKIIOYAOT, HO HE OTPAaHWYMBAIOTCS WMH, THAPOKCUMETHI, 2-
TUAPOKCUAITHII, 3-THAPOKCHIIPOTIHI, 2,3 -AUTUAPOKCUTIEHTIIT U 2-3THIT-4-TUIPOKCUTETITHIL.

Tepmun "crmun" B KOHTEKCTE JAHHOTO JOKYMEHTA BKIIOYAET THAPOKAPOWILHBIC MPOU3BOIAHBIC CHIIHIIb-
Hoit rpynmel (H;3Si1) (T.e. (rumpokapOmin);Si-), mpudeM THAPOKApOMIEHBIC TPYIIIBI SBIISIOTCS OJHOBAICHTHBIMU
rpynmnamMy, o0pa3oBaHHBIMH yIalleHHEM aToMa BOAOPOJa M3 YIIEBOAOPOAa, Hampumep, ST, ¢eHmt. ['mapo-
KapOWJIBHBIC TPYIIIBI MOTYT MPEICTABIATh COOOW KOMOWHAIIMU Pa3IMYHBIX TPYII, KOTOPBIC MOTYT BapbUPO-
BaThCsl UIS  OOECHCUCHUs] psfa CWIMIBHBIX Tpymi, Takux kak tpuMetwicuawi (TMS), tper-
oyrninmudenmncuann (TBDPS), tper-Oyrmnaumernncumun (TBS/TBDMS), tpunsonponmncunun (TIPS) u [2-
(Tpumertmincrnm)Tokcu |Meti (SEM).

TepmuH "crTuIokcH" B KOHTEKCTE JAHHOTO JOKYMEHTA O3HAYAET, YTO CHIIMIIbHAS TPYIIA, B COOTBETCTBHH
C OTpEJICIICHUEM B TAaHHOM JTOKYMEHTE, T00aBIsICTCS K UCXOTHON MOJICKYJIE Yepe3 aTOM KHUCIOPO/a.

KonkperHble coennHeHHs, CoAepIKaIIuecss B KOMIO3HIUAX MO0 JAHHOMY H300pETEHHI0, MOTYT CYIIECTBO-
BaTh, B YaCTHOCTH, B TECOMETPHUIECKHUX WM CTEPEOM3OMEPHBIX (opmax. Kpome Toro, coenuHeHns o TaHHOMY
M300pETEHHNIO TAKKE MOTYT OBITh ONTUYECKH aKTUBHBIMU. B JaHHOM M300peTeHNH pacCMaTPHUBAIOTCS BCE TaKHe
COCIMHEHUS, BKIIIOYas IUC- M TpaHc-u3omepkl, (R)-(S)-snanToMepsl, muacrepeonzomepsl, (D)-m3omepsr, (L)-
M30MEpHI, UX PalleMHUYECKHEe CMECH U IPYTHE UX CMECH, IIOATAIaoNIie B 00beM JaHHOTO m300peTeHus. Jlomon-
HHUTEJbHBIC aCHMMETPUYHBIE aTOMBI YTJepoJa MOTYT NPHUCYTCTBOBATh B 3aMECTHUTENIC, TAKOM Kak ajJKmiI. Bce
TaKWe M30MEPHI, a TAKIKE UX CMECH MpeTHa3HAYCHBI JIJIs BKIIFOUCHHUS B IAHHOE H300pETCHHE.

Ecmu, HanpuMmep, jkenaTeieH KOHKPETHBIH YHAHTHOMEP COCIUHCHHUS IO JAHHOMY H300PETCHUIO, OH MOXKET
OBITh TIOJYYCH aCHMMETPHYHBIM CUHTE30M WIIH ITyTEM JICPUBALUHU C MMOMOIIBI0 XUPATBHOTO BCIIOMOTATEIIFHOTO
BEIIIECTBA, MPUYECM MOJYUYCHHAS IUACTEPEOMEpHAs CMECh pa3feisieTCs, a BCIOMOTaTeIbHAs TPYIINa PacIIeruis-
eTCsI IS TOyYCHHS YHACTHIX KEJTAeMbIX SHAHTHOMEPOB. AJTBTEPHATUBHO, MPHYEM MOJICKYJa COJICPKHUT OCHOB-
HYI0 (QYHKIIMOHAIBHYIO TPYIITY, TAKYIO KaK aMHHO, WJIH KHCIOTHYIO (DYHKIIHOHATBHYIO TPYIITY, TAKYIO KaK Kap-
OOKCHIIBHYIO, THAaCTEPEOMEpPHBIE COJIM 00Pa3yIOTCs ¢ COOTBETCTBYIOIIEH ONTHYECKH aKTHBHOW KHCIIOTOH Min
OCHOBAHHEM C TIOCIEAYIONIMM pa3eiieHHeM IHacTepeoMepoB, 00pa30BaHHBIX, TAKHMM 00pa3oM, C MOMOIIBIO
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(pakIMOHHOW KPHUCTAJUIM3AIMU WM XpoMaTorpadyy, 4TO XOPOIIO M3BECTHO B JaHHOI 00JAaCTH TEXHMKH, U C
MOCJICTYIOLITMM M3BJICUCHUEM YHCTHIX SJHAHTHOMEPOB.

Criegyet OHAMAaTh, YTO "3aMmelnieHre” Wi "3aMenieHHbIH" BKIIIOYaeT B ce0s1 HeSIBHOE YCIOBHE TOTO, YTO
TaKO€ 3aMEIICHHE COOTBETCTBYET Pa3pelICHHON BAJICHTHOCTH 3aMEIICHHOTO aTOMa M 3aMECTUTENIS, M 9TO 3aMe-
IIEHHE TPUBOJHUT K YCTOHYMBOMY COEAMHEHHIO, HApUMep, KOTOpOe CIIOHTAHHO HE MPETepIieBaloT TpaHchop-
MAIHIo, TAKYyI0 KaK MeperpymnnupoBKa, GparMeHTalns, Pa3IoKEeHNE, IIUKIN3AII, JTMMIHIPOBAHUE WITH JpyTas
peaxIus.

TepmuH "3aMemeHHBIN" TakKe MPEAIoiaracT BKIFOUCHHE BCEX TOMYCTUMBIX 3aMECTUTENICH OpraHNIeCKUX
COEIMHEeHUH. B MmMpoKoM acnekte JOIyCTUMBIE 3aMECTUTENN BKIIOYAIOT alMKIMYECKUe W IUKINYECKHe, pas-
BETBJICHHBIC M HEPa3BETBJICHHbIC, KapOOIMKIMIECKAE U TeTEPOLMKINYECKHIE, apOMaTHIECKHe 1 HeapoMaTnuye-
CKHE 3aMECTHTENIM OpPraHMYEeCKUX COeANHEeHUH. MIuocTpaTuBHbIE IPUMEPHI 3aMECTUTENEH BKITIOUAIOT, HAIIPHU-
Mep, ONHMCaHHbIE BhIIIE. JlOMyCTUMBIE 3aMECTHTENN MOTYT NPEACTaBIsATh cOOOH ONUH WM 0OJee U SBIATHCS
OJIMHAKOBBIMU WJIM Pa3HBIMHU JUIS COOTBETCTBYIOIIMX OPraHUYECKHX coeanHeHui. [yis neneit nanHoro n3oOpe-
TEHHSI TETEPOATOMBI, TaKHe KaK a30T, MOTYT UMETh BOAOPOJHbBIC 3aMECTUTENIN W/WUIIH JOOBIE JOIyCTUMBIE 3a-
MECTHTENI OPTaHNIECKUX COCANHEHHH, OTIMCaHHBIE B JAHHOM JOKYMEHTE, KOTOPHIE YOBIETBOPSIOT BaJICHTHO-
CTH TeTepoaroMoB. He mpemHazHadeHo, 4TOOBI TaHHOE M300peTeHre ObUIO OTpaHMYEHO KaKUM-THO0 00pazom
JOITyCTUMBIMH 3aMECTUTEIISIMHI OPTaHNIECKUX COCTUHCHUH.

®paza "3ammTHasA Tpynmna" B KOHTEKCTE JAaHHOTO IOKYMEHTA O3HAYaeT BPEMEHHBIC 3aMECTHTEIN, KOTOPhIE
3aMUIIAIOT TOTECHIMAIBHO PEaKIIMOHHOCIIOCOOHYI0 (QYHKIMOHANBHYIO TPYIITY OT HEXKEJIAaTEIFHBIX XUMHUUECKUX
npeBpameHnid. [IpuMepaMu Takux 3aIIUTHBIX TPYI SBILIIOTCS CIOXKHBIE A(UPHI KapOOHOBBIX KHCIIOT, CHIIHIIO-
BbIC 3()UPHI CIIUPTOB U alleTaId W KETaJIW aNbJCTUAOB U KETOHOB, COOTBETCTBEHHO. XUMHUS 3aI[UTHBIX TPYIII
paccmorpena B (Greene, T.W.; Wuts, P.G.M. Protective Groups in Organic Synthesis, 2-e n3n.; Wiley: Hbro-
Wopk, 1991). 3amumiennsie GopMbl COSTUHEHHIT 10 TAHHOMY H300PETEHHIO BKIIOUEHE! B 00BEM JTAHHOTO H30-
OpeTeHus.

Jlist neneit naHHOTO M300pETEHNsT XMMUUYECKHE JIEMEHTH! HASHTH(UIHUPYIOTCS B cOOTBeTCTBHU ¢ [lepmo-
JUdecKoi Tabnuiei snemenToB, Bepcus CAS, Handbook of Chemistry u Physics, 67-¢ u3n., 1986-87, BHyTpeH-
HSS 00JIOKKA.

Jpyrue TepMUHBI U3 XHUMHUH HCTIONB3YIOTCS B JaHHOM JOKYMEHTE B COOTBETCTBHH C WX HMPUHSATHIM HC-
MOJIb30BaHNWEM B JaHHOW 00JacTH TEXHHKH, Kak mokazano B The McGraw-Hill Dictionary of Chemical Terms
(m3x. Parker, S., 1985), McGraw-Hill, Can-®paHnucko, BKIFOYEHHOM B TaHHBIH JOKYMEHT TOCPEICTBOM CChLI-
kn). Ecnm He ykazaHO WHOe, BCe TEXHHYECKHE M HAaydHBIE TEPMHUHBI, HCIOJB3yeMBbIE B JAHHOM IOKYMEHTE,
MMEIOT TO )K€ 3HaYeHHE, KOTOpOoe OOBIYHO MOHUMAETCS CHENUATICTOM B JaHHOM 00J1aCTH TEXHUKH, K KOTOPOMY
OTHOCHTCS JaHHOE M300peTeHHE.

Tepmun "dapmareBTHUECKH TpreMiIeMast CoJlb" B KOHTEKCTE JaHHOTO JOKYMEHTa BKJIIOYAET COJIH, MOy~
YeHHBIE M3 HEOPTaHUYECKUX WIM OPTaHWYECKUX KHUCIIOT, BKIFOYasi, HalpHuMep, XJIOPHCTOBOIOPOAHYIO, OpoMHu-
CTOBOZIOPOJIHYIO, CEPHYIO, a30THYIO, XJIOpHYIO, (ocOpHYyI0, MypaBbHHYIO, YKCYCHYIO, MOJIOYHYIO, MaJeHHO-
BYI0, ()yMapoBYI0, SSHTAPHYIO, BUHHYIO, TJIMKOJICBYIO, CAJIMIMIIOBYIO, INMOHHYIO, METAaHCYJIL(OHOBYIO, OEH3011-
CyIb(HOHOBYIO, MAJIOHOBYIO, TPU(PTOPYKCYCHYIO, TPUXIOPYKCYCHYIO, HaQTAINH-2-CyIb()OHOBYIO W Ipyrue Ku-
cnoTel. DapManeBTHYECKH IpUEMIIEMBIE COJIEBBIE (POPMBI MOTYT BKIIFOYAaTh (DOPMBI, B KOTOPBIX OTHOIIEHUE MO-
JIEKyJ, COAep KaIInX coib, He paBHO 1:1. Hampumep, coms MoXeT copepkaTh Oosee OJHON MOJIEKYIBI Heopra-
HUYECKOW WIIN OpPTaHWYECKON KHCIOTHI Ha MOJIEKYJy OCHOBAHUS, TaKyl0 KaK JBE MOJICKYJBI COJITHOM KHCIOTHI
Ha MoJteKyny coeanHeHust popmyitsl (I). B mpyrom nmpumMepe coiie MOXKET coepKaTh MeHee OHOM HeopraHude-
CKOW WJIM OpPraHWYecKOW KHCJIOTHI Ha MOJIEKYJy OCHOBaHHS, HalpUMeEp, JABE MOJICKYJIbI COCANHEHUS (hopMyIIbI
(I) Ha MoNIEKy Ty BUHHOM KHCIIOTHL.

Tepmunsl "Hocutens" ¥ "(dapManeBTHYECKH MPUEMIIEMBIH HOCUTENH" B KOHTEKCTE JAHHOTO JOKYMEHTa
OTHOCSTCSl K pa30aBUTENIO, aABIOBAHTY, SKCUUIIMEHTY WM HECyllel cpeie, C KOTOPHIMH COCJUHEHHE BBOJIST
WA COCTABJISIOT JJIs BBEACHUS. HeorpaHn4mBaroye npuMepsl TaKuX (papMaIleBTHICCKH MPUEMIIEMBIX HOCUTE-
Jel BKIIIOYAIOT >KUJIKOCTH, TaKHe KaK BOJAA, (PU3MOJOTMYECKUI PacTBOp M Maciia; U TBEpJbIC BELIECTBA, TAKHE
KaK apaBHIiCKas KaMelb, KeJIaTHH, KpaXMalbHas 1acTa, TaJbK, KepaTHH, KOJUIOWIHBIN CHIINKArelb, MOYCBHHA 1
ToMmy monoOHOe. Kpome TOTO, MOTYT HCHOJB30BATHCS BCIIOMOTATENbHBIC, CTAOWIM3HUPYIOIIHE, CTYIIAIONIUE,
CMas3BIBAIOIINE, APOMATH3UPYIOMIKE U KpacsAIIne BemecTna. J[pyrue mpuMeps! MoIXoAsInX hapMareBTHIECKIX
HocHTenel onmucansl B Remington Pharmaceutical Sciences E.W. Martin, BKIItoueHHOM B JaHHBIA JOKYMEHT B
TIOJTHOM 00BeME TTOCPEACTBOM CCBIIKH.

TepmuH "nmeunTs" B KOHTEKCTE JAHHOTO JOKYMEHTAa O3HAYaeT MpeAOoTBpalleHHE, MPUOCTAHOBICHUE WU
3aMeJIeHHe MIPOTrPECCHPOBAHMS MM YCTpaHEHHE 3a00IeBaHUS HIIH MTATOJIOTHYECKOTO COCTOSIHUS Y cyOBbekTa. B
OJTHOM BapHaHTE peayu3anuyl M300peTeHus "nedyeHune" o3HayaeT NMPHOCTAHOBJICHHE M 3aMEIJICHHE Iporpec-
CHPOBAHHSI WM YCTPaHCHHE 3a00JIEBaHMS WIM NMATOJIOTHYECKOTO COCTOSIHUS y CyOBeKkTa. B omHOM BapmaHTe
peanuzanuy U300peTeHus "nedeHne" 03HavaeT YMEHBIICHHE 10 MEHbBIIEH Mepe OHOr0 OOBEKTUBHOTO IMPOSIB-
JIeHUsI 3200JIEBaHNS WM TIATOJIOTMYECKOT0 COCTOSIHUS Y CyOBbeKTa.

Tepmun "3ddekTHBHOE KOIMUECTBO" B KOHTEKCTE JTAHHOTO JOKYMEHTa OTHOCHTCSI K KOJIMYECTBY, IOCTa-
TOYHOMY JUTS TOCTHKEHUS JKeJlaeMoro Ouonoruaeckoro s dexra.

Tepmun "TepaneBTHYecKH d(Q(HEKTHBHOE KOJINYECTBO" B KOHTEKCTE NAHHOTO JOKYMEHTa OTHOCHUTCS K KO-
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JIMYECTBY, TOCTATOYHOMY JIJIS TOCTHXKEHUS JKEJIAeMOT0 TeparneBTHIeckoro 3 dekra.

Tepmun "uHruOUpPoBaTh" B KOHTEKCTE TAHHOTO JOKYMEHTA O3HA4YaeT YMCHBIICHHE Ha OOBEKTUBHO M3Me-
psAEMYI0 BEJIMUMHY WM CTETIeHb. B pa3nmuvHBIX BapuaHTaX peanu3arii u300peTeHus "MHruoupoBars’ o3HadaeT
yMeHbBIIICeHHEe TI0 MeHbIel mepe Ha 5, 10, 20, 30, 40, 50, 60, 70, 80, 90 wmm 95% 1O CpPaBHEHHIO C COOTBETCT-
BYIOIIIMM KOHTpOJIeM. B olHOM BapuaHTe peanu3alii u300peTeHus "MHruOupoBaHue" o3Ha4aeT CHIKCHHE Ha
100%, T.e. MPUOCTAHOBIICHHIE WIIH yCTPaHEHHE.

TepmuH "cyOBeKT" B KOHTEKCTE JAHHOTO TOKYMEHTa OTHOCHTCS K MJICKOTIHTAIONMEMY. B pa3InaHbIX Bapu-
aHTaX peayin3alri CyObEKTOM SIBISETCS )KUBOTHOE MBIIb, KPbICA, KPOJHK, KOIIKa, co0aka, CBUHb, OBIA, JIO-
IIajap, KOPOBa WIM MPUMAT, OTIUYHBIA OT YeJIOBeKa. B OJHOM BapHaHTE peanu3aldil H300pPCTCHUS CYOBEKT
MPEJICTAaBIsIET COOOM YeIOBeKa.

CoeanHeHus.

B nmanHOM m300peTeHMH npennoxkeHsl coequaeHus Gopmynsl (1) mm ux papmaneBTHUCCKH MPHEMIICMEIC

COJIH:
U
X)I\NMWN\ _R

RO (1)

TJIc He3aBUCUMO JUIS KAXKIIOTO CITydast

R' mpencrapnsier co6oii (Co-Co)apiil WM reTepoapuil, 3aMelleH bl 1-3 3aMeCTHTENIMH, HE3aBUCHMO
BBIOPaHHBIMU W3 TPYIBI, cocTosimel u3 ramorena, (C;-Cjg)amkokcn, (Ci-C;y)ranorenankokcu, (C,-C;j)amkuina,
(Cy-Cyp)ankenmna, mu((Ci-C;()aTKuiT)aMIHO U T€TEPOIHKIOATKIIA;

R? 1 R®, kaxplil He3aBHCHMO, npencraBisiroT coboit H, F, (Ci-Cp)ankun, (C;-C;q)ankoxcu(C,-C;q)amkmi,
(Cy-Cjg)ranorenankui, (C,-Co)runpoxcuankmi, ((C;-Cq)amkuntio)(C;-Co)ankmi, (C;-C;)IUKIOQNKIIT HIH
((C5-Cy)muxnoankun )(C,-Cyq)anmkum;

wm R* u R’ B3saTele BMecTe C aToOMOM YIiepoia, ¢ KOTOPHIM OHH CBS3aHBL, 00pasyior (Ci-
C;)IUKI0aTKHIBPHOE KOJIBIIO;

R* npexacrasusieT cooorr H wim HeoOs3arensHO 3amemieHHBINH (Ci-Cg)amkmi, (Cs-C;)muknoankui, ((Cs-
Cy)muxnoankuin)(C-Cjg)ankun, rerepouukioayikii, (reteporukinoankui)(Ci-Cygankmr, (Ce-Cg)apun(C;-Cig)-
ankwi, rerepoapuwi(Ci-Cjg)ankmn, (C;-C;o)ruapokcuankmn win (C;-Cjo)raJoreHankui, riae HeoOs3aTelbHbIe
3amecruremn B R BBIOMPAIOT W3 TPYMIBI, cocTosimedl u3 ruapokcu, -NH,, ramorena, -CN, (C;-C;j)anmkuina,
-C(O)NH,, -COy((C4-Cjp)ankmmna), -SO,((C;-Cip)ankuna), -NHCO,((C;-C,p)ankmna), (C;-C;¢)ankoxcu u (C;-
C1o)THIPOKCHATKIIIA;

X mpexacrasisiet coboit NH i CH,;

Y OTCYTCTBYET HIIH MPEICTABISACT COOOM CR"R' un (C¢-Cyp)apuiieH, HEOOSI3aTEIBHO 3aMCIICHHBIN Ta-
JIOTEHOM;

R® mpeacrasnser coboit H;

m paBHO | win 2;

n paBHoO 1;

R npeacrasisieT coboii H;

R'® BeiGuparor u3 rpynms, coctosmeit u3 H, (C,-Cjo)amkuma u (C;-Cjo)ruapokcuankuna, rae (C-
C1)asIKui Heo0s3aTENEHO 3aMeIICH NR''R";

R u R'®, kaxpIit He3aBHCHMO, npenactaBisioT coboit (C;-Cyg)ankmw,

L

S
~7 7
. o o} .
MpCACTaBJIACT C06OI/I v WIH 4

Z'n Z3, Ka)X/IbIil HE3aBUCHMO, MPECTABIIOT co00it C mmm N; z? npencrasisiet coborr N, CH wu CF;

A npeacTaBiseT coboi N mwiu CRB;

7° npeacTaBisieT coboi N wim CR? ;

78 npeacTaBisieT coboi N wim CR6;

7’ npeacTaBisieT coboi N wim CR9;

VAR Zg, KKJIbI HE3aBHCUMO, TPEACTABIIOT co00# N niu CR”;

R’u R6, KKl HE3aBUCHUMO, MIPeNCTaBILIIOT coboit H, ramoren, -CN, -NO,, —OR13, -NRBRM, -C(O)RB,
-C(0)OR", -C(O)NR"R", -NR"C(O)R", -NR"C(0)OR", -NR"*C(O)NR"R", -NR"*S(0),(R"*) nm neoGs3a-
TEJNBHO 3aMENICHHBINA o qHIM min Ooiee 3amectutensmu (Ci-Cg)ankui, (C,-Cg)amkenm, (C,-Co)ankunmn, (C;-
Cyg)ranorenankmi, (Cq-Cio)apun(C,-Cig)ankun, rerepoapmn(Ci-Cg)ankumn, rerepoapmi, (Cg-Ciglapmm, (Cs-
Couuxnoankui, ((C;-Co)uuknoankun)(C-Cg)ankuia, TreTepouuKiIoalkun uin  (rerepouukiaoankui)(C-
Cjo)ankmi, rue

Heobs3aTebHbIC 3aMecTHTeH B R” 11 R® BRIGHPAIOT M3 IPYIIIBI, COCTOSIICH U3 THAPOKCH, TaloreHa, CHlH-
nma, rerepoapmna, (C,-Cg)ankumna, (Cs-Cig)apmma, C(O)((C;-Cjp)ankuna), au((Ci-Cjo)ankmnaMuHO U TeTepo-
MUKII0OANTKHIIA, HeoOs3aTenbHo 3amenteHHOTo (C-Cig)aakuioM;

L npencrasnaset coboii -H, -CN, -C(O)R’, -CH(OH)R unu -S(0),((C;-C g)ankun);
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R7, HE3aBUCHMO IS KAXKIOTO ciydast, npeacraniset coooit NH,, CH; unu CFj;

R® u R, xazplit He3aBHCHMO, MPECTaBIIOT coboiil H, ramoreH, -OR", -NR"R", -C(O)R", -C(O)OR",
-C(O)NR"R", -NR"”C(O)R", -NR"C(0)OR", -NR"”C(O)NR"’R"* wom -NR"S(0),(R'*);

RB u RM, HE3aBUCHMO IS KKIOTO CITydas, MPeacTaBisasioT coboit H wim HeoOs3aTenbHO 3aMeIeHHbIH
(Cy-Cp)ankmi, (C,-Cjg)ankenm, (Cy-Cio)ankunami, (Cg-Cio)apui, (Cs-Cio)apmn(C,-Cig)ankwmi, reTepoapu, re-
tepoapmin(C,-Cg)ankwmn, (C;-Co)uukmoankud, ((Cs-C;)uukmoankwn)(C;-Co)alkui, TeTepOoIUKIOaTKAI Ui (Te-
tepormkoankui)(C;-C o)alku, rae Heobssateababie 3amMectuteni B R 1 R' BeIGuparor 13 rpymmer, cocTosi-
meit w3 ranoreHa, (C,-Cjp)amkmma, -NH,, -CN, (C;-C;umkmoankuna, (C;-C,o)ranorenankuna, (C;-
Cip)ankokcu(C;-Cyg)ankmia, -NHCO,((C;-Cg)ankuna) u qu((C;-C;()ankui)aMuHo;

win, korma R u R nprcoeimHens! K 0HOMY 1 TOMY %e aTomy,

R" u R', B3sThIC BMECTE C TAHHBIM aTOMOM, MOTYT OGPA30BBIBATE TETEPOLHKINUECKOE KOMBIIO, HEOOs3a-
TEJNBHO 3aMEIICHHOS OJHUM WM HECKOJIBKUMH 3aMECTUTEIIIMU, HE3aBHCHMO BBIOpAaHHBIMHU U3 ranorena, (Ci-
Cipankmna, -NH,, (C;-Cq)uuknoankuna, (C;-Cjg)ranorenankuna, (C;-Cig)ankokcu(C;-Cip)ankmna, (Cq-
Cio)apmn(C,-Cg)ankmia, HeoOs3aTenpHO 3aMernieHHoro rajgoreHoM, U -NHCO,((C;-Cyg)ankuna);

R" npeacrasisieT coboii H;

J mpencraBnset coboit H wim NH,; u

p passo 0, 1 wmm 2;

N
J 2

ZS
5
HN =4

MpUYEM, €CITU A npencrasiseT cobot N wim ecimu TIpeACTaBIsAeT cO00M ° + torga X
npexcTasisiet coboit CH,.

B mpeanodTuTensHBIX BApHAHTAX PeaH3alud H300pETeHNUs, JT paBHO 1.

B HEKOTOPHIX BAPHAHTAX peanmsariy usobperenns R' npeacrasmser co60ii Co-Co)april HIN TeTEPOAPHI,
3aMEIICHHBIA OJHUM WX 0oJice 3aMECTUTEIISIMHE, T10 MEHBIIICH Mepe OJMH U3 KOTOPBIX MPEACTABIACT coOOM ra-
JIOTEH.

B HEKOTOpPBIX BAPHAHTAX peaNn3aliy n300peTerns R' mpexcrapiser coGoif apriI MM TeTepoapu, 3aMe-
IIEHHBIA OTHIM WM 0O0Jiee 3aMECTHTEISIMU, TI0 MEHBIIIEH Mepe OIMH U3 KOTOPHIX MPEICTaBIsIeT COOOH raJloreH.
Hanpumep, R' MoskeT npencraBimsits co60it heHNMI, 3aMEICHHBIH TPYIIIOi XI0pa 1 GTopa.

B Ipyrux BapuMaHTax peatu3amii u3obperenns, R' mpeacrapimser coGoit ()eHMI, MUPHINHII, THPAa3HHII
WM TIHPUMUAIIHII, HE0OS3aTeIbHO 3aMEIIeHHBIN OHUM HIIH 00Jiee 3aMECTUTEIISIME BRIOPAaHHBIMHU W3 TPYIIIIHL,
COCTOSIICH U3 TaJIOTeHA, aJTKOKCH (HApUMep, METOKCH), TaJIOTCHAIKOKCH (HampuMep, TpUGTOPMETOKCH), aJIKH-
na (HampuMep, METHIT), TaIOTCHAIKKIIA (HApUMep, TPUPTOPMETHIT), aJKeHUIa (HanpuMep, BUHHI) U JHATKU-
JaMHUHO (HampuMep, TUMETHIAMUHO).

B aibTepHATHBHEIX BAPHAHTAX PeaNm3allii n3obperenns, R' mpencrasmser co6oif HeoOA3aTENbHO 3aMe-
IICHHBIN ankui Uiy ankeHwi. Hampumep, R' moxer npenctaBiiaTk coboit (Ci-Cy)amkmn wiu (C,-Cg)ankeHu,
HeoO0s13aTeIbHO 3aMEIICHHBIH TaJIOTeHOM, THAPOKCH, aTKOKCH FITH TaIOT€HAIKOKCH.

B npyrux BapmaHTax peayM3aiviii H300pETCHUS, R! MpeCTaBIsAeT cO00M HEoOs3aTeIbHO 3aMEeIeHHBIN
IMKIIOANKHIT MM reTeporukioankmt. Hampimep, R' MokeT mpencTaBisTh coGoi MHKITOATKIT HIIH TETEPOLHK-
JIOAJIKII, He00S3aTeNbHO 3aMEIICHHBIA OJTHUM HIIH 00Jiee 3aMECTUTEIISIMH BEIOPAHHBIMH W3 TPYTIITBL, COCTOSAIICH
n3 ranorena, Tuapokc, (C;-Cq)ankmna, (C,-Cg)ankokcn u ranoreH(C;-Cq)ankmia. B HEKOTOPHIX BapuaHTaxX pe-
ammanun m3o6perenns R' npencrapiser coGoif reTepoLMKIOATKII, KOTOPBIil KOHACHCHPOBAH IO IBYM CMEK-
HBIM TIOJIOKECHUSIM C apWJIBHBIM I TeTEPOapIIILHBIM KOJBIIOM (HAIIPUMED, TETPATHAPOXHHOIUIEHAS TPYIIa).

B HEKOTOPHIX BapHAHTAaX pealn3aliy n3oboperenns R' mpencraiser co6oil HEOGA3aTEIBHO 3aMEIICHHbII
rerepoapun u Y oTcyTcTByeT; min, R' mpeacraBiser co6oii HeoOA3aTeIBHO 3aMeIICHHbIH apua B Y TIPeCcTaB-
nset coooit CH,.

B HekOTOpHIX BapHaHTaX peanu3anuy n300peTeHns Y OTCYTCTBYET WK npeacTaisieT coooit CH,.

B HEKOTOPHIX BapHaHTaX peann3any H300peTeHus Y OTCYTCTBYET. AJBTEPHATUBHO, Y MPEICTABISICT CO-
ooit CH2

B anpTepHAaTHBHBIX BapHaHTaX peau3aluy H300peTeHus, Y MpeACcTaBIseT co0oi CR"R'". B KOHKPETHBIX
TaKMX BapHaHTaX pean3ainy N300peTeHHS, R” uR'" BBIOpaHBI U3 TPYMIIBI, cocTosmIe n3 H, amkuna, ruapo-
KCHAJIKWJIa, TPUYEM aJIKWI He0Os3aTeIbHO 3aMeleH -NR”RIS, rmue R u ng, KaKJIbI HE3aBHCUMO, BHIOPAHBI U3
TPYIIIIBI, COCTOAIICH U3 alIKKIA.

B HekoTOphIX BapuaHTax peanum3anuu m3obdperenus Y mpencraBisier coboit CH(C,-Cg)amkun. AnpTepHa-
TuBHO, Y npencrapiset coboit CH(C;-Cg)amkui, rae (C;-Cq)amkui 3aMerieH au(alkui)aMiuHoO.

B HEKOTOpBIX BAPHAHTAX pean3alyy u3o6perenns R” i R®, Kax el HE3aBHCHMO, TIPEICTABIAIOT COOOI
H wim ankwi, amKOKCHANKWI, TalOTCHANKHI, THIPOKCHAIKWI, (aJKUWITHO)ANKHI, MUKIOAIKHI, (IHKIIOAa-
KIJT)aJIKHJL.

B HEKOTOpBIX BapHaHTaX peausaliy u3obperenus R® mpencrasnser coboii H u R’ mpencrasmuser coGoit
H wnm anmkwmo, anmkoKCHATKAI, THAPOKCHATIKIII, (IKMJITHO)aTKI, IIHKIOATTKIT WIH (ITHKIIOAIIKIII)aTKI.

B HeKOTOpBIX BapHaHTax peanusanun u3obperenns o6a R? u R’ npexcrasmstor coboit H.

AnbTepHATHBHO, 002 R*u R’ MOTYT MPEACTABIATE COOOM aJKWII, HAIPUMEP, METHIL.
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B JOMONHATEIBHBIX BAPHAHTAX Pealn3aliy n306petenns R? u R B3aThI BMECTe ¢ POMEKYTOUHBIM aTO-
MoM ¢ obpazoBanueM (C;-C;)IIUKIOANKIIBHOTO KOJBIIA.

B HeKOTOpBIX BapHaHTaX peasIn3aliyi U300pETEHHS R* npeacraBiseT coboit H mmm Heobs3aTenbHO 3ame-
MIEHHBIN aKAJ, TUKIOANKII, (IIMKIOATKIN)aNKII, TeTePOINKIOAIKII, apajKiI, THAPOKCHAIKII WIIN Tajore-
HAJIKWJI; TIPEANOYTUTEIHHO R* npencrasiseT cooor H iy HeoOs3aTeIbHO 3aMEeICHHBIN aJIKIIT WJTH ITHKJIOA-
KA.

B HEexoTOpHIX BapHaHTaX pean3aiii Hn300peTCHUS R* mpencTaBiseT coboi H uimm ankwi, ankeHwI, anKu-
HIJI, IIKITOAJIKII, (IIMKIIOAJIKIIT)aJIKIII, TeTePOIHUKIIOATKIII, (TETePOIIMKIOATKI)AIKII, apallkKuil, TeTepoapa-
KWJI, TUAPOKCHATIKUII WITU TaIOTCHATKIII, KaXKIBIH HE00A3aTEIFHO 3aMEIleH OJHUM WIIH 00JIee 3aMECTHTCIISIMH,
HE3aBUCHMO BHIOPAHHBIMHU W3 TPYIIIBI, COCTOSIICH U3 raloreHa, allkOKCH, allKWIa, THAPOKCH, THIPOKCHATKIIIA,
-NH,, -C(O)O(ankuna), -C(O)NH,, -S(O),(ankuna), -NHC(O)(O(anknina)).

B WITIOCTPATHBHBIX BAPHAHTAX peanusalin n3obperenns R* npencrasser coboit

() - e

B HEKOTOPBIX BapuaHTax peanusanuu u3ooperenns R npexncrasnser coboit H.
B HEKOTOpHIX BapHaHTax peaau3aui n3o0peTeHus m paBHo 1 wim 2. [IpeamnodrurenbHo m paBHO 1.

R® L
’z
SO~
B HEKOTOpPBIX BapHaHTaX pearu3alud N300peTCHHS MOJKET MPECTABIIATE COOOM ‘s roe R,

L 1 Z° HaXosTCs B COOTBETCTBHH C OMpPEICICHHIMHE BhIIIE. B HEKOTOPHIX BAPMAHTAX PEaM3alliy H300pPETCHHS
coenunenue ¢popmyisl (I) umeer ctpykrypy Gpopmysst (Ia)

7
o R
=~ 0 2 R3
74 '!l \)J\ R R )
N R
25 Ny
gl 57 'T‘ M
z R* © (Ia).
B HekOTOpBIX BapHaHTaX peaxu3anud u3o0percHus coequHenne popmyisl (1) uMeeT CTpyKTypy QGOpMYIIBI
(Ib)
R7
o
~ O 2 R3
» RRR 1
/ N N{_-R
O~
\
7-7' R® O (Ib) .
B HEexoTOpHIX BapuaHTaxX peanu3anuu n3ooperenus coeaunaenne Gopmynsl (I) umMeeT CTpykTypy HOpMyITbI
(Ic)
R7
O§<
4 N O R2R?
A Y
z X7 N ~v7
—77
78-2 RY O (Te) .
B HEexoTOpHIX BapuaHTaxX peanu3anuu n3odperenus coeaunaenne Gopmynsl (I) uMeeT CTpykTypy HOpMyITbI
(Id)
R7
O:<
N—
N o) 2 3
74 | RA H
A N. _R'
b4 X~ N Y
\26_27 |

R" O (1d) .

B HexoTOphIX BapmaHTax peanuzauuu nzodperenus coequnenus dpopmya (Ic) mmm (Id), X npencrasnser
coboit NH.

B HEKOTOPHIX BAPHAHTAX peanusari u3ooperenus coemunenns dopmyist (I), ecmm Z' npeacrapmnser co-
6oit N, torma X npexncrasisier co6oit CH,. B IOMONHUTEIBHBIX BAPHAHTAX PeaTH3alliy H300PETCHNUs, eCiH Z'
npencraiseT coooit C, Torma X mpencranisieT codooi NH.

B HEKOTOPHIX BAPHAHTAX peanusanuu u3odperenus coeauuerns popmyi (Ia), (Ib), (Ic) wiu (Id), Z* npex-
craisier co6oit CR®, Z° npexcrasmsier co6oit CR’, Z° mpencrasmsier coGoit CR® u Z7 mpencrasiser co6oit CR’.

B HEKOTOPBIX BapHAHTaX peanusanuu u3obperenns Z* u Z’, kaxpiii, npeacrasisior codoii CH.

B HEKOTOPBIX BapHAHTAX peatn3alun u3o0perenus Z° npencrasisier coboit CR® u Z° npencrasisier co6oit
CR® u R’ u R®, kaxupli He3aBHCHMO, MpEeJCTaBISIOT coboit H, ramorew, -NR"R", —C(O)R13, -C(O)OR",
-C(O)NHR", -NHC(O)NR"R", -NHS(O)Z(RH) WK HeoOs3aTebHO 3aMEICHHBIN aaKuil, aJKCHHI, aaKHHUI,
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reTepOoapuJI Wi apuil.

B KOHKPETHBIX TAKHMX BapHaHTaX peanmsaiui usobperenns, R u R, HesaBucumo s kaxoro ciydas,
MPEACTaBISIIOT co60it H mnm HeoOs3aTeNbHO 3aMEICHHBIA apill, apaJIKill, TeTepOapHI, TeTepOapaIKuil, IUKIIO-
AJTKWIT W (IIAKITOQITKIT ) JTK L.

B [IOMOIHATEIBHBIX BAPHAHTAX PeaNu3aly u3o0perenns, R u R®, kaxIpIii He3aBHCHMO, MPEACTAaBISIOT
coboii H iy ankw, alkeHW, alIKHHWII, TeTepOapll, TN apiil, Heo0sS3aTeIFHO 3aMeIIeHHBIH OJHIM Min Ooee
3aMEeCTHTEISIMA, BRIOPAaHHBIMH W3 TPYIIIBL, COCTOAIICH U3 apuiia, TeTepoapiiia, CHINia, aJIKWiIa, aMHHO, aJIKH-
JNaMHHO, muanKuiaMuHo, -C(O)(anKiia), TeTepoLHKIOANKIIA i rajoreHa. AnsrepHatiBHo, R’ n R, kasmprit
HE3aBHUCHMO, NPEICTABISIIOT co00i H mim ankwi, ajkeHw1, aJKUHWI, TeTepoapuil WM apuil, HeoOs3aTeIbHO
3aMEICHHBI OJJHUM WM OoJiee 3aMECTHUTEISIMU, BBIOPAHHBIMH M3 TPYIIIBI, COCTOSILIEH U3 apuia, TeTepoapuia,
CUITWIIA, aJIKWJIa, aMHUHO, AIKHJIAMHUHO, AHaNKunamMuHo, -C(O)(akuia) u rajorexa.

B HEKOTOpHIX BapHaHTaxX peammsamuu u3obperenus R u R'*, HesaBucumo mms kakmoro ciydas, mpes-
CTaBISAIOT cO00M H mim ankwii, alkeHWI, alKWHWI, apwl, apaiKuil, TeTePOapui, FeTePOaAPATKIII, [IUKIOATKIII,
(LIMKJTOATTKIT)alIKAJI, TETEPOIIUKIOANKII WITH (TeTSPOIIMKIIOAKI)AIKIII, HeOOSI3aTeIbHO 3aMCICHHBIH OJTHUM
i 6oree 3aMECTUTEISIMH HE3aBHCHMO BBHIODAHHBIMH W3 TaJIOTCHA, alIKOKCH, aJKHiIa, THAPOKCH, THAPOKCHAI-
KWJ1a, rajorerankuia, -NH,, n -NHC(O)(O(ankwuma)).

B HEKOTOPHIX BapHAHTAX peaansarn n3odpereHns R’ u R®, Kax/IBIii HE3aBHCHMO, MPENICTaBIISIOT COOOM
H, ramoren, -OR"“, -NR"R", -C(O)R"”, -C(O)OR", -C (ONR"R" -OC(O)R", -NR"C(O)R",
-OC(0)NR"R™, -OC (0) OR", -NR"C (0) OR", -NR"’C(O)NR"R", -0S(0),(R"), -NR"S(0),(R'*) urmu me-
00s3aTeNNFHO 3aMEIICHHBIN AJIKWI, AIKCHWJ, aJKHHWI, TaJOTCHAJKWI, apalKiil, TeTepOapalkKii, TeTepoapui,
AP, UKJIOANKI, (IIMKIOATKII)aIKHI, TETEPOIMKIOATKIIT WK (TETEPOIIUKIOATKII ) aTKHIIL.

B HEKOTOpHIX BapuaHTax peammsamuu uzodperenns R, R®, R® u R®, kaxplit He3aBHCHMO, TIpeICTABIAIOT
coboii H i ankui, alkeHWI, alKHHI, TAIOTCHAIKIII, apaJIKII, TeTCPOAPATKII, TETePOAPIII, apHII, IUKIOA-
KiI, (IMKIIOATKUI)aNKWI, TeTCPOIMKIOATKIII WK (TeTePOLUKIOATKII)aIKII, HE00s3aTeIbHO 3aMEeIICHHBIN
OJTHUM HJIM OOJiee 3aMeCTHUTENSIMU, BEIOPaHHBIMU M3 TPYIIIBI, COCTOSIIEH U3 apuila, reTepoapuia, CHIIIIa, allku-
J1a, aMHHO, aJKUJIAMHHO, MUATKWiIaMuHO, -C(O)(amkmin), THAPOKCH, aJTKOKCH, apHUIIOKCH, TeTEPOapPHIIOKCH | Ta-
JIOTEHa.

B HEKOTOPBIX BApHAHTAX PeaTH3aIHH H300peTeHms R, R® u R®, kaxmprit, MpenCTaBIsaIoT coboit H.

B HEKOTOPBIX BApHAHTAX PeaTH3aIH H300peTeHms R, R® u R’, kaxmprit, MpenCTaBIAIOT coboit H.

B HEKOTOPBIX BAPHAHTAX PeaTH3aIH H300peTeHms R, R® u R’, kamprit, MpenCTaBIsaI0T coboit H.

B HEKOTOpBIX BapHaHTax peaau3aliui H300peTeHUS R®, R® u R’, kaxpii, MpenCTaBIsIOT coboit H.

B HEKOTOPHIX BapHaHTAX peanusaiuy uzodperenus R’ npencrasmnser coboit NH,, CHs, umu CF,.

B HEKOTOpHIX BapHaHTAX peanusaiuy uzodperenns R’ mpencrapnser coboit NH,.

B HekoTOphIX BapuaHTax peanu3anuy N300peTeHUs] COSANHEHUE M0 JaHHOMY M300pETeHHUIO BBHIOpAaHBI U3
TPYIIIBI, COCTOSILEH U3 cIeayIomeii TabnIbl COeqMHEHUI MM X (apMalieBTHUeCKH IPUEMIIEMON COJTH:
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dapmareBTHIEeCKUAE KOMITO3UITHH.

B manHOM M300peTeHUM TpEIOKEHBI (hapMalleBTHUCCKUEC KOMITO3UIINY, KaXAas U3 KOTOPBIX COICPIKHUT
OJIMH WK OoJiee COCTUHEHUI N0 TAaHHOMY M300pETeHUIO U (hapMaIleBTHICCKH IPUEMIICMBIH HOCUTENb. B Heko-
TOPBIX BapHaHTaX peau3alvu H300peTeHus (apManeBTHYeCKas KOMIO3UIHS COJIEPKUT COeTUHEHHE MO JaH-
HOMY M300peTeHUI0 U (papMalleBTHUECKH MPHUEMIIEMbIii HOCUTENb. B HEKOTOPBIX BapHaHTaX pealin3alud H30-
OpereHusi (hapMaleBTUUECKas] KOMIIO3HLUS COJIEPKUT MHOXKECTBO COCIMHEHUH MO JaHHOMY H300pETEHHIO U
(hapMarneBTHIECKU MPUEMIIEMbIf HOCHTEITb.

B HEKOTOPBIX BapHaHTaX peaan3alun n3o0peTeHus GpapMareBTHuecKas KOMIIO3HIUS 110 TaHHOMY H300pe-
TEHHUIO JOIOJIHUTEILHO COACPIKUT MO MEHBIICH Mepe OAHMH OMOJHUTEIBHBIN (apMaIlleBTUYCCKH AKTHBHBINH
areHT, OTJIMYHBINA OT COCTUHCHUS M0 JaHHOMY H300peTeHuto. [1o MeHbIell Mepe OUH JOMOTHUTENBHEIA (dap-
MAIICBTUYCCKH aKTHBHBIA ar¢HT MOXKET SBJIATHCS arC€HTOM, MPUTOIHBIM JIJIS JICYCHHUS 3a00JICBAaHHS WM TTATOJIO-
THYECKOTO COCTOSIHUS, XapaKTEPU3YIOIIEroCcs a0eppaHTHON aKTHBHOCTBIO CHCTEMbI KOMILICMCHTA.

dapmareBTUIECKUE KOMIIO3UIUH 10 TAHHOMY M300PETCHUIO MOTYT OBIThH MOJTyYeHBI ITyTeM OOBCINHCHHUS
OJTHOTO WM 0oJiee COCTUHECHUH MO JaHHOMY U300peTeHHIO ¢ (hapMaleBTHYCCKH MPUEMIIEMBIM HOCHTEIIEM H,
Heo0s13aTeNIbHO, OJJHAM WX 00Jiee JOTOHUTEILHBIMH (hapMalleBTHIeCKH aKTUBHBIMU areHTaMHu.

CriocoObl MPUMEHEHWS.

B naHHOM M300peTeHUH MPEIOKEHBI COSMHEHNS, IPUTOHbIC [UIs JICYCHUsI MK NMPOGHIAKTHKY 3a00ie-
BaHMs WM MATOJOTMYECKOI0 COCTOSIHUSI, XapaKTepHU3yIOIIerocs abeppaHTHOW aKTHBHOCTBIO CHCTEMbI KOMILIE-

B KOHKpETHBIX acrekTax, B M300pEeTEHUH MPEUIOKEHO COCTMHEHUE 110 JaHHOMY H300pPETCHUIO, HIIN €ro
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(hapMareBTHYCCKH TPHEMIIeMast COJIb, JJIs IPUMEHEHUS B KAYECTBE JICKAPCTBEHHOTO CPEACTBA.

B KOHKpETHBIX acCHeKTax, B H300pPETCHUH MPEIOKEHBI CIIOCOOBI JICUCHUS WM MPOQUIAKTUKN 3a00JIeBa-
HUS WIN NTATOJOTHYECKOTO COCTOSIHUS, XapaKTepu3yromuecs abeppaHTHOW aKTUBHOCTHIO CHCTEMBI KOMIUIEMEH-
ToB. Crioco0 BKIIIOUAET B ce0s 3Tall BBEACHHS CYOBEKTY, HY)KIAIOMIEMYCS B 3TOM, TepaneBTHIECKH 3P (HEKTHB-
HOTO KOJIMYECTBA COCAWHEHHS 10 JaHHOMY M300pPETEHUIO WX €r0o (apMareBTUIECKH MPHEMIIEMOH COJH, TeM
caMBIM o0ecIieurBasi JISUeHHE WM MIPEIOTBPALICHNE 3a00IeBaHMUS WM MATOJIOTHIECKOTO COCTOSHIS, XapaKTe-
pusytomierocss abeppaHTHOW aKTHBHOCTBIO CHCTEMBI KOMIUIeMeHTa. [lyTeM CHMKEHHS aKTHBHOCTH CHCTEMBI
KOMILUIEMEHTa Y cyOBeKkTa, oOecriequBaeTcs IedeHre 3a00IeBaHIs MIIA TATOJIOTHIECKOTO COCTOSHHS.

AJBTEpHATUBHO, B KOHKPETHBIX acleKTax, B M300pPETECHNH TPEUIOKEHO COeTUHEHHE 110 TaHHOMY H300pe-
TEHUIO, WU €ro (papMaIleBTUICCKH MPUEMIIEMYIO COJb, JUIS JICYCHHUS 3a00JCBAHUS WM MATOJOTHYCCKOTO CO-
CTOSIHUS, XapaKTCPUIYIOMIETOCS a0epPaHTHON aKTUBHOCTBHIO CHCTEMBI KOMIICMEHTA.

ATNBTEpHATUBHO, B KOHKPETHBIX ACIEKTaX, B JAHHOM M300PCTCHUU MPEII0KCHBI IPUMEHEHHUE COCIIMHCHUS
M0 JTAHHOMY M300pETEHHIO WM €ro (hapManeBTHIECKU MMPUEMIIEMOH COMH, JJISl N3TOTOBJICHHS JICKApPCTBEHHOTO
CpEeICTBa ISl WCIIONB30BAHMS TP JICUCHUU 3a00JICBaHUS WM COCTOSHUS, XapaKTePU3YIOIIErocs abeppaHTHON
AKTUBHOCTBIO CHCTEMBI KOMIUIEMEHTA.

B koHTekcTe maHHOTO M300peTeHMs, 3a00IeBaHIE WIIM ITaTOJIOTHYECKOE COCTOSHUE, XapaKTepu3yomeecs
abeppaHTHOI aKTHBHOCTBHIO CUCTEMBI KOMIUIEMEHTA, OTHOCUTCS K JIFOOOMY 3a00JI€BaHUIO MIIM ATOJIOTHIECKOMY
COCTOSIHHIO, B KOTOPOM eJIaTeIhbHO YMEHBIINTh aKTHBHOCTH CHCTEMBI KOMIUIeMeHTa. Hamprumep, MoXeT OBITh
JKeNaTeNTFHBIM CHIDKCHHE aKTHBHOCTH CHCTEMBI KOMIUIEMEHTA IIPH YCTAHOBIICHHH HEaJCKBATHOW aKTHBAIHH
WY TUTICPAaKTUBAIIH CUCTEMBI KOMIIIEMEHTA.

B HEKOTOPBIX BapHaHTaX peasn3alliyl H300peTCHUS 3a00JICBaHIE HITH TATOJIOTHYECKOE COCTOSTHHE, XapaK-
Tepu3ylolieecss abeppaHTHONH aKTHBHOCTBIO CUCTEMBI KOMIUIEMEHTA, MPEICTABISIET CO00i MMMYHOJIOTHUECKOE
paccTpoiCTBO.

B HEKOTOPHIX BapuaHTaX peasn3alliyl H300peTeHHS 3a00JIeBaHIE HITH TATOJIOTHYECKOE COCTOSTHHE, XapakK-
Tepu3ylolieecs abeppaHTHON aKTUBHOCTBIO CHCTEMBI KOMIUIEMEHTa, NPEACTaBIsieT co00il 3aboieBaHME IICH-
TpaJbHOI HEPBHOUW CHCTEMBI.

B HEKOTOPHIX BapHaHTaX peasn3alliy H300peTeHHs 3a00IeBaHIE HITH IaTOJIOTHUECKOE COCTOSHHE, XapaK-
Tepusylomeecs: abeppaHTHOW aKTUBHOCTBIO CHCTEMBI KOMIUIEMEHTA, MPEICTABIAET OO0l MoUeynyro HeaocTa-
TOYHOCTb.

B HEKOTOPHIX BapHaHTaX peasn3alliyl H300peTeHNs 3a00IeBaHIE HIH MAaTOJIOTHUECKOE COCTOSTHHE, XapaK-
Tepu3ylomeecs abeppaHTHONW aKTUBHOCTHIO CHCTEMBI KOMIDIEMEHTA, IPEACTaBIIET CO00H cepAedHO-COCYIICTOE
3a0oJeBaHue.

B HEKOTOPBIX BapHaHTaX peasn3alliyl H300peTCHHS 3a00JICBaHIE HITH TATOJIOTHYECKOE COCTOSTHHE, XapakK-
Tepu3ylolieecss a0eppaHTHONH aKTHBHOCTBHIO CHCTEMBI KOMILIEMEHTA, MPECTaBIsIeT cO00H HelpoaereHepaTus-
Hoe 3a00J1eBaHNE WJIM HEBPOJIOTHYECKOE 3a00IeBaHHE.

B HEKOTOPBIX BapHaHTaX peasu3alliyl H300peTCHHS 3a00JICBaHIE HITH TATOJIOTHYECKOE COCTOSTHHE, XapakK-
Tepu3yloleecss abeppaHTHON aKTUBHOCTBIO CHCTEMBI KOMIUIEMEHTa, BHIOPAHO W3 TPYMIIBI, COCTOSIMIEH U3 HOY-
HOW TMapOKCH3MANBHOW TEeMOTIIOOMHYPHH, AaTUIMHYHOTO TeMOJIHUTHKO-YPEMHUYECKOTO CHHAPOMA, OTTOPIKECHHUS
TpaHCIUIAHTaTa OPraHOB, MHACTEHHH, ONTHKOMHEIHNTA, MEMOpPaHHO-IPOIH(EPATHBHOTO TIOMEpYIOHEPpHUTa,
0OJIe3HN TUTOTHOTO OCajKa, OO0JE3HH XOJIOJOBBIX arrJIOTHHUHOB M KaTaCTPOPUIESCKOTO aHTHU(POCHOTUITHITHOTO
CHHJIIpOMa.

B HekoTOphIX BapHaHTaxX pealn3alyy M300peTeHHs 3a00JeBaHUE WIIM MATOJIOTHYECKOE COCTOSHHE IIpen-
CTaBJIsIeT cO00H HOUHYIO MAapOKCH3MAIBHYIO TeMOTI00NHYPHIO.

B HeKkoTOpBIX BapHaHTax peaju3aliy W300peTeHHs 3a00JIEBaHHE WM IMATOJIOTMYECKOE COCTOSHHE Tpell-
CTaBIISET COOOM ATHUIMUYHBIA TEMOJIUTHKO-YPEMHICCKIA CHHIIPOM.

B HeKkoTOpBIX BapHaHTax peaju3alii N300peTeHHs 3a00JIEBaHHE WM MATOJIOTMYECKOE COCTOSHHE Tpell-
CTaBIISAET COOOM OTTOPIKEHUE TPAHCIUIAHTATA OPTAHOB.

B HeKkoTOpBIX BapHaHTax peaju3aliii N300peTeHHs 3a00JIeBaHHE WM MATOJIOTMYECKOE COCTOSHHE Tpell-
CTaBIIseT OO0 MHUACTEHHIO.

B HekoTOpHIX BapHaHTaX pealn3alydy M300peTeHHs 3a00JeBaHUE WIIM MATOJIOTHYECKOE COCTOSHHE IIpen-
CTaBIAET COOOM ONITHKOMHEIIHT.

B HekoTOphIX BapHaHTaxX pealn3alyy M300peTeHHs 3a00JeBaHUE WIIM MATOJIOTHIECKOE COCTOSHHE IIpes-
cTaBisieT co00 MeMOpaHHO-TIPOTU(EPATUBHBIHN TIIOMEPYIOHEHPHT.

B HekoTOpHIX BapHaHTaxX pealn3alidy M300peTeHHs 3a00JeBaHUE WIIM MATOJIOTHIECKOE COCTOSHHE IIpen-
cTaBJIsIeT co00i 00JIE3HB MIIOTHOTO OCA/IKA.

B HexkoTOpBIX BapHaHTax peaju3alii W300peTeHHs 3a00JIEBaHHUE WM IMATOJIOTMYECKOE COCTOSHHE Tpel-
CTaBJIsIeT co00H 00JIE3Hb XOJIOAOBBIX arrJIOTHHHHOB.

B HexkoTOpBIX BapHaHTax peajau3aliii N300peTeHHs 3a00JIEBaHHUE WIIHM MATOJIOTMYECKOE COCTOSHHE Tpel-
cTaBJIsIeT co00i KaracTpouyecknii aHTH(HOCHOTUITUIHBIN CHHIPOM.

B npyrux BapmaHTax pealu3alid M300pETCHUs, 3a00JICBaHIE WM MATOJIOTHYECKOE COCTOSHHE, XapaKTe-
pusyromieecs abeppaHTHOW aKTHBHOCTH CHCTEMBI KOMIIEMEHTA, MPEICTABISIET COOOW CHHAPOM pPacCTPOHCTBA
IBIXaHUS Y B3POCTBIX, HH(PAPKT MHOKap/a, BOCIAICHHE JIETKHX, CBEPXOCTPOE OTTOP)KEHHE (OTTOPKEHUE IMPH
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TpPaHCIUTaHTAIMH), CETICUC, HICKYCCTBEHHOE KPOBOOOpAIEHNE, 0XKOTH, aCTMa, PECTCHO3, CHHAPOM ITOJTHOPTaHHOH
HEJIOCTaTOYHOCTH, cuHIpoM [ miieHa-bappe, remopparndeckuil MoK, HOYHAs MapOKCH3MaJbHasi TeMOTI00NHY-
pus, TIIOMEpYJIOHE(PPUT, CUCTEMHAsI dPUTEMATO3Hasl BOJIYaHKA, PEBMATOMAHBIA apTpHUT, Oecrioziue, 00JIe3Hb
AdnprreliMepa, OTTOP)KCHHE OPTaHOB (TPAHCIIAHTAIINS), MUACTCHHS, PACCESTHHBIN CKJIEpO03, XpaHeHHe TPOMOO-
IIUTOB T TEMOIHAIIH3.

[Ipemapatsl, My TH BBEJCHHUS U TO3UPOBKA.

CoeuHeHHs TI0 JaHHOMY H300pETEHWIO MOTYT OBITh MPUTOTOBJICHBI B BUJE (apMaleBTHUECKUX KOMIIO-
3UIWA M BBEICHBI OPTaHU3MY-XO03MHY MIIEKOIHUTAIOIETO, TAKOMY KaK TAalMeHT YeJIOBEKa, B PA3IMIHBIX (op-
MaX, aJalTHPOBAHHBIX K BEIOPAHHOMY ITyTH BBEJCHHS, HANIPUMEDP, MEPOPATBEHO MU MapeHTEPaIbHO, BHYTPH-
BEHHBIM, BHYTPHOPIONTMHHBIM, BHYTPUMBIIICYHBIM, MECTHBIM WU MTOJKOKHBIM TyTeM, J{OMOIHUTEIBHEBIC TyTH
BBEJ/ICHHS TaK)Ke MPETyCMaTPUBAIOTCS JaHHBIM N300pETEHUEM.

TakuM 00pa3om, TaHHBIE COSANHEHUS] MOTYT OBITH CHCTEMaTHYE€CKH BBEJCHBI, HAIIPUMEp, EPOPAILHO, B
KOMOWHANMU ¢ (apMaleBTHICCKH MPUEMIICMBIM HOCHTEIEM, TAKMM KaK WHEPTHBIA pa30aBHUTENb WIH aCCHMH-
JMpYeMbIi cbefoOHbII HocuTedb. OHM MOTYT OBITH 3aKIJIIOYEHBI B TBEPAbIC WM MATKHE 00O0JOYKHU >KEJaTHHO-
BBIX KaIlCyJl, MOTYT OBITh CIIPECCOBAHBI B TaOJIECTKH WM MOTYT OBITh BKIIFOUEHBI HEMIOCPEICTBCHHO B IHIIY JHE-
THI TTAIIeHTA. 711 IepopaNbHOTO TEPANIeBTUIECKOTO BBEACHHUS aKTHBHOE COSTMHEHNE MOXKET OBITh 00BEAHMHEHO
C OTHUM WM O0Jiee HKCIUIHUEHTAMH W IPUMEHEHO B BHJIE NPOTJIATHIBAEMBIX Ta0JIETOK, OYKKaIbHBIX TaOJIETOK,
MACTWIOK, KaTCyJl, JIUKCUPOB, CYCIICH3UI, CHPOIIOB, KAalCyJI-UMILIAHTATOB U TOMY NoJ00HOTO. Taknue KoMITo-
3UIMU W TIpenapaThsl JODKHBI coAepkath 1mo MeHbineil mepe 0,1% akTuBHOTO coemuHeHus. [IporieHT KoMIT03u-
I 1 TIPeTapaToB MOXET, pa3yMeeTcs, BApbUPOBATHCS M MOYKET COCTAaBIIATE OT OKOJIO 2 10 okojo 60% oT Beca
JAHHOW CTaHAApTHOH JieKapcTBeHHOH (opmbl. KonndecTBO akTHBHOTO COCOMHEHHS B TaKHX TEPANCBTUYECKU
MPUTOTHBIX KOMIIO3UIMSAX TAKOBO, 4TO Oy/eT mosrydeH 3 (heKTHBHBINH YPOBEHb JO3UPOBKH.

TabneTku, TaCTHIIKH, MHIIIOJIN, KallCYJIbl U TOMY ITOJJOOHOE MOTYT TaKXe COAepKaTh Clieaylouine pa3oaBu-
TEJIM U HOCUTEIH: CBI3YIOIIUE, TAKUC KaK TparakaHTOBas KaMellb, apaBUIiCKas Kamellb, KyKYPY3HBIH Kpaxma
WIN KEIATHH; SKCIUIACHTHI, Takue Kak GocdaT MUKaIbIus; JC3MHTETPUPYIONIUI arcHT, TAaKOW KaK KyKypy3-
HBIH KpaxMai, KapToQeIpHBIH KpaxMal, albTMHOBAs KHUCIOTa M TOMY ITOJJ00HOE; CMa3bIBaroOIee BEIIECTBO, Ta-
KOe KaK cTeapar MarHus; ¥ MOXKeT OBITh JOOaBIICH IOJACIANIMBAIOIINI areHT, TAKOH Kak caxaposa, GpyKTo3a,
JIAKTO3a WJIHM acliapTaM, WIA apoOMaTH3aTop, TAKOH Kak IepeyHast MsITa, BHHTEPIPEHOBOE MAciO FUIH BUIITHEBBIN
apomaruzatop. Korma exnHudHas nekapcTBeHHas popMa MpeCcCTaBIseT co00H Karcylry, oHa MOXKET COJEepIKaTh,
MIOMHUMO MaTEepHaJIOB BBIIICYKA3aHHOTO THIIA, )KUAKUA HOCHTENb, TAKOW KaK paCTUTENIFHOE MACIIO HIIH ITOJIUITH-
JICHTJIMKOJTb. PasiigHble Apyrue MaTepraibl MOTYT MIPUCYTCTBOBATH B BUJIE MOKPHITHH WJIM HHBIM 00pa3oM Mo-
mudurpoBath Gusndeckyo (GopMy TBEpAOH CTaHIApTHOI JekapcTBeHHOH (opmbl. Hampumep, tabneTku, nu-
JIFOJIA WJTM KarCyJbl MOTYT OBITH TOKPBITHI JKCIATHHOM, BOCKOM, IICJUIAKOM HIIM caxapoM H T.n. CHpomn WiH
JJIUKCHP MOTYT COJIepKaTh aKTUBHOE COCIUHEHHE, caxapo3y WM (ppPYKTO3y B Ka4eCTBE IOJICIACTUTEINS, METHII-
U MPOMUINapa0deH B KAYeCTBE KOHCEPBAHTOB, KPACUTENh M apOMATH3aTOP, TAKHE KaK BUINHEBBIN WM alelbCH-
HOBBIH apomarn3aTop. KoHeuHo, nro00i Marepuai, HCIIOJIb3yeMBIH NP MPUTOTOBICHUH JIFOOOW eAMHUYHOM
JeKapcTBEHHOH (hOpMBI, TOJDKEH OBITh (papMalleBTHUECKH MPHEMIIEMBIM M TI0 CYIIECTBY HETOKCHYHBIM B HC-
MOJIB3yEMBIX KONMYecTBaX. KpoMe Toro, akTHBHOE COeIMHEHNE MOXKET OBITh BKIIIOYEHO B IpenapaThl U YCTPOH-
CTBa C 3aMEIJICHHBIM BBICBOOOKICHUEM.

AKTHBHOE COCTMHEHHUE TaKKe€ MOKHO BBOAWTH BHYTPUBEHHO WJIM BHYTPHOPIOIIMHHO ITyTeM WH(PY3UN WIH
WHBEKINHU. PacTBOPHI aKTHBHOTO COEIMHEHHS FUTH €T0 COJICH MOTYT OBITH MOJyYCHBI B BOAE WM (PH3HOIOTHIC-
CKM TPHUEMJIEMOM BOJHOM pacTBOpEe, HEOOA3aTENbHO CMENIAHHOM C HETOKCHYHBIM ITOBEPXHOCTHO-aKTUBHBIM
BEIIECTBOM. J[MCIIEPCHH TaK)K€ MOTYT OBITh TOJXYYCHBI B TIUICPHHE, )KUIKUX MMOJUITHICHIIIUKOIIAX, TPHALICTH-
HE W UX cMecsX U B Mmacie. [Ipu 0OBIYHBIX YCIOBHSAX XPAaHCHUs M MPUMCHCHUS JaHHBIC MPEMapaThl COACPKAT
KOHCEPBAHT JUI IPEIOTBPAIIEHHS POCTa MUKPOOPTaHU3MOB.

®dapManeBTHYECKHE JICKAPCTBEHHBIC ()OPMBI, PUTOTHBIC IS HHBCKIMA WIH WHPY3HUHA, MOTYT BKJIIOYATh
CTCpUIIbHBIC BOJHBIC PACTBOPHI WM JUCICPCHH WA CTCPHIBHBIC MOPOIIKHU, COJACPIKAIINEC aKTUBHBINH KOMIIO-
HEHT, KOTOPbIE NMPHUCIOCOOJICHBI Ul HEMEJICHHOTO MOJIYYEHHS! CTEPHIIbHBIX MHBEKIMOHHBIX WM WHQY3UOH-
HBIX PAaCTBOPOB WM AUCIIEPCHIA, HEOOS3aTeIHFHO MHKAIICYTMPOBAHHBIX B JIMIIOCOMBI. Bo Beex cirydasx KOHEUHas
JeKapcTBeHHast (hopma JOHKHA OBITh CTEPUIIBHOH, KUIAKON W YCTOMUHMBOHN B YCIOBUSAX MPOU3BOJCTBA U XpaHe-
HUS. JKUAKI HOCUTENb WM HOCUTENIb MOXKET IPEACTaBIATh COOOH PacTBOPUTEIh MIIN KUIKOCTHYIO TUCTIEPCH-
OHHYIO Cpefy, BKJIIOYAIOIIYIO, HAPHMEpP, BOAY, ATAHOJ, HOJHON (HApHMeEp, TIHULEPHH, HMPOIHICHIIINKOIB,
JKUJIKHE TIOJIMATUIICHITINKOIN U TOMY TOI00OHOE), paCTHTEIBHBIE Macia, HeTOKCHYIHBIE TIUIEPHIOBEIE Y(HUPHI U
UX TpUroAHble cMecH. [IpaBHIBHYIO TEKydecTh MOXKHO IMOJAEP)KUBATh, HAPUMED, IyTEM 00pa30BaHMUS JIUIIO-
COM, ITyTeM MOIep KaHus TpeOyeMoro pazMepa YacTHIl B CIIy4ae JTUCTICPCHI WM ¢ UCTIOIb30BaHHEM ITOBEPXHO-
CTHO-aKTHBHBIX BeIIECTB. [IpefoTBparieHue ASUCTBUS MUKPOOPTaHM3MOB MOXKET OBITh BBI3BAHO Pa3IMYHBIMHU
AHTHOAKTCPUAIFHBIMU M TPOTUBOIPUOKOBEIMY CPEICTBAMHU, HANpUMEp MapabeHamu, XJIopOyTaHoioMm, (eHo-
JIOM, COPOMHOBOI KHCIIOTOH, THMEpO3ajeM M TOMY MOJOOHBIM. Bo MHOTHX Cllydasx NMpeIIIOYTHTENILHO BKIIO-
YaTh U30TOHHYCCKHE arcHTHI, HApUMEp caxapa, Oydeps! wiu xnopua HaTpus. JAJIUTETBHOE MOTIONICHUS HHbB-
EKIIMOHHBIX KOMIO3UIMHA MOKET OBITh JOCTUTHYTO 3a CUET HMCIHOJIG30BAHUS B KOMITO3ULMSAX areHTOB, 3aMel-
JSFOIUX a0CcopOIHIo, HAPIMEpP, MOHOCTEapaTa afOMUHHUS U JKEIaTHHA.

CrepuibHBIE PacTBOPHI U WHBEKIUH TOTY4aloT IyTeM BKJIIOYCHHS aKTUBHOTO COSIAMHEHUS B TpeOyeMoM
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KOJIMYECTBE B MOIXOMSIICM PACTBOPHUTENE C PA3IMIHBIMH JPYTHMH KOMIIOHCHTAMU, IIEPCUUCICHHBIMY BBIIIIE,
IpYU HEOOXOTUMOCTH C TOCIEAYIOIEH cTepuiu3aiueii GuibTpoBaHueM. B ciiydae CTepHIIBHBIX MOPOIIKOB IS
MPUTOTOBJICHHS CTEPHIHHBIX PACTBOPOB I MHBEKINI CIIOCOOBI IPUTOTOBJICHHUS MOTYT BKJIIOYATh BaKyyMHYIO
CYIIKY ¥ METOJIBI JINO(PHUIBHOHN CYIIKH, KOTOPBIE MAIOT MOPOMIOK aKTHBHOTO KOMITOHEHTA IUTIOC JIFOOOH IOTI0I-
HUTEJHHBIH KelTaeMbIii KOMIOHEHT, IPHUCYTCTBYIOIINNA B paHee CTEPHIIEHO OT(PHUIBTPOBAHHBIX PACTBOPAX.

Jlns MecTHOTO BBEICHUS NaHHBIC COCIWHEHHS MOTYT MPUMEHATHCS B YHCTOM BHAE, T.€. KOT/Ia OHU SIBIIS-
10TCs )KUAKOCTIMHA. OTHAKO, KaK MPaBUIIO, JKENAaTEIIFHO BBOANUTE HX B KOXKY B BU/I€ KOMITO3UIIHIA MJIK COCTABOB B
KOMOWHAIIMHN C JepMaTOJIOTHIECKH TPUEMIIEMBIM HOCHUTEIIEM, KOTOPBIH MOKET OBITh TBEPABIM WITH KAIKUM.

[puroaHbIe TBEpIbIC HOCUTEN BKJIFOYAIOT TOHKOIMCIICPCHBIC TBEPBbIC BEIICCTBA, TAKHE KaK TAIbK, IIH-
Ha, MUKPOKPHUCTAJUTUYCCKAs EIUTF0NI03a, CHIIMKATrellb, OKCUJI aJJFOMHHUSA U TOMY moio0Hoe. [IpuroaHsie xuakue
HOCHUTEIH BKJIFOYAIOT BOJY, CITUPTHI MU TIIMKOJIM MIIH CMECH BOJA-CIIUPT/TIIMKONb, B KOTOPBIX JaHHBIC COCIH-
HCHHS MOTYT OBITh PACTBOPCHBI HJIH JAUCIICPTHPOBAHBI Ha Y(PPCKTHBHBIX YPOBHIX, HEO0A3aTEIHFHO C TOMOIIBIO
HETOKCHUYHBIX MMOBEPXHOCTHO-aKTUBHBIX BEIECTB. ABIOBAHTHI, TAKUEC KaK apOMaTU3aTOPBI M JOTOIHUTEILHBIC
AHTHMUKPOOHBIC areHThI, MOTYT OBITh JTOOABJICHBI I ONTUMU3AIMH CBOMCTB JUISA JAaHHOTO npuMeHeHwus. [Tomy-
YEHHBIE JKUAKNE KOMITO3UIIMHA MOKHO HAHOCHTH U3 aOCOPOHUPYIOMINX MPOKIAJ0K, IPUMEHSIEMBIX IS IPOIHTKH
OMHTOB M APYTHX IOBS30K, MM PACIBUIATH HA MOPAXCHHBIA YIaCTOK C TIOMOIIBI0 HACOCHBIX M a3pPO307bHBIX
pacHbUIMTENICH.

3arycTuten, Takue Kak CHHTETHIECKHE MOTMMEPHI, )KUPHBIE KHCIIOTHI, COJM U 3(HUPHI )KUPHBIX KUCIOT H
CIIO’KHBIE 3(PHPBI, KUPHBIE CIIUPTHI, MOTU(PHUINPOBAHHBIE LEJUIIOIO36I MM MOAU(DHUIIMPOBAHHBIE MUHEPAIHHBIE
MaTepHajIbl, TAKXKE MOTYT OBITh MIPUMEHEHBI C KUAKAMH HOCHTEISIMU JUTSI 00pa30BaHUS JIETKO pa3Ma3bIBAEMbIX
macT, rejiedd, Ma3el, MbLIa | T.I1. JJIs HEIMOCPEICTBCHHOTO MPUMCEHECHHS Ha KOXKE MOJIh30BATEIIS.

[IpuMepbl KOMITO3UIHIA TPUTOTHBIX TS IEPMATOIOTHIECKOTO MPUMEHECHHUS, KOTOPBIE MOTYT OBITH IIpHMe-
HCHBI ISl TOCTAaBKU COCAMHCHHH MO0 JAaHHOMY U300pETCHHIO Ha KOXKY, U3BECTHHI B TAHHOH OOJIACTH TEXHUKHU;
Haripumep, cM. Jacquet et al. (matent CILIA Ne 4608392; BKiIIOYEHHBIH B TaHHOE ONUCAHUE ITOCPEICTBOM CCHUI-
kn), Geria (matent CIIIA Ne 4992478; BkiIrOueHHBIN B JaHHOE OMMCAHUE IMOCPEACTBOM CCHUIKH), Smith et al.
(matent CIIA Ne 4559157; BKIIOYeHHBIH B JTAHHOE OIMHCAHWE TIOCPEACTBOM CChUIKM) W Wortzman (TIaTeHT
CIIIA Ne 4820508; BKITIOYSHHBIN B JAHHOE OMHUCAHUE TIOCPEICTBOM CCBUIKH).

[Ipurognapie TO3UPOBKH COCIMHEHHUH IO JAHHOMY M300PETEHHIO MOTYT OBITH OMpEAEIICHBI, 0 MEHBIICH
Mepe Ha HadaJbHOM 3Tarle, MyTeM CPaBHEHUS WX in Vitro W in vivo akTUBHOCTH Ha MOJIEISIX KUBOTHBIX. Cioco-
051 HKCTpanoAnuH 3 PEeKTUBHBIX 103 y MBIIIEH U APYTUX KUBOTHBIX VIS YeJIOBEKAa N3BECTHHI B JaHHOW o0xac-
TH TeXHUKH, HanpuMep, cM. ateHT CIIIA Ne 4938949 (BkimtoueHHBIH B TaHHOE OMHMCAHHUE MTOCPEACTBOM CCHIJI-
KH).

KonudecTBo COCMHEHUS WM €r0 aKTUBHOW COJNH, HEOOXOMMOE I TIPUMCHEHUS B JICUCHHU, OyJeT Ba-
PBUPOBATHCS HE TOJBKO C BRIOPAHHBIM BEIOPAHHBIM COCITMHCHHUEM HITH COJBIO, HO TAKXKE C YKa3aHHEM ITyTH BBe-
JICHHS, XapaKTePOM MATOJIOTHYCCKOTO COCTOSIHUSA, TOIICKAIIMM JICUCHHUIO, 1 BO3PACTOM U COCTOSTHUEM TallUCH-
Ta ¥ OyZeT B KOHCYHOM CUETE OMPEICIIATHCS M0 YCMOTPEHHIO ISKYPHOTO Bpaya WM MPAaKTUIECKOTO Bpava.

B o6mem, omHako, MpUTOAHAs 1032 OYAET HAXOMUTHCS B Juana3oHe oT okojo 0,5 mo oxomo 100 mr/kr
MAacChI Tella pEIUIIUeHTa B IeHb, HAPUMEDP, OT OKOJIO 3 10 0K0JI0 90 MTI/Kr Macchl Teja B JeHb, OT OKOJO 6 JI0
OKOJIO 75 MT Ha KHJIOTPaMM MAacChl TeJla B IeHb, OT 0K0J10 10 10 0k0y10 60 MI/KT Macchl Tea B JICHb WIH OT OKO-
710 15 1o oxomo 50 MI/Kr Maccsl Tejla B AEHD.

CoenrHEeHHS TT0 JTAaHHOMY M300PETEHHI0 MOXKET OBITh YIOOHO COCTAaBJICH B BHAC SAMHUYHON JIEKapCTBEH-
HOU (popmbr; Hanpumep, oT 5 1o 1000 mr, ot 10 g0 750 Mr wim ot 50 mo 500 MTr akKTHBHOTO WHTPEAMECHTA Ha
CAMHUYHYIO JICKapCTBEHHYIO (hopMy. B 0THOM BapuaHTe peanu3aluy B H300pETCHUH MPEII0KEHA KOMITO3UIIHS,
coJiepKaiiasi COeTUHEHUE MO0 JAHHOMY M300pPETCHUIO, COCTABJICHHAS B TAKOW CTUHHYHOMN JICKapCTBECHHOH (hop-
Me. JXKemaemast 103a MOXKET OBITh YIOOHO TPE/ICTABIICHA B CAMHUYIHON 03¢ WIH B BUAC Pa3[CICHHBIX /103, BBO-
JIUMBIX Yepe3 COOTBETCTBYIOIIUEC WHTEPBAIIBI, HAIPHMEP, B BHJC IBYX, TPEX, YCTHIPEX WM OoJice yacTed 1103 B
neHb. CaMa 4acTh JTO3bI MOXKET OBITH JAOMOJHHUTENBHO pa3ieiicHa, HalpuMep, Ha HECKOJIBKO JUCKPETHBIX CBO-
0OHO pa3IeICHHBIX BO BPEMEHH BBEICHH.

CoenuHeHHS TI0 TaHHOMY U300pETEHHIO TaKXKe MOXKHO BBOJUTH B KOMOHMHAIIUH C IPYTHMHU TepareBTHYC-
CKUMH areHTaMH, HalpuMep, ¢ APYTUMH areHTaMH, KOTOPbIe IPUTOTHBI IS JICUSHUS WIIN MPOQIIIAKTHKN UIIIe-
MUH, TOTEPH KPOBH U perephy3HOHHOTO ITOBPEKICHUSL.

Jpyrue cucteMbl JOCTaBKM MOTYT BKIIOYATh B c€0sl CHCTEMBI ¢ MOIH(HUIINPOBAHHEIM BBEICBOOOXKICHHUEM,
OTCPOYCHHBIM BBICBOOOXKICHHEM HIIH C 3aMEIJICHHBIM BBICBOOOKICHNEM, XOPOIIIO H3BECTHHIE B TaHHOH 00iac-
TH TEXHHUKHU. Taknue CHCTEMBI MOTYT ITOMOYb W30€KaTh IIOBTOPHBIX BBEJCHUN aKTUBHOT'O COCTUHEHHS, YBEIHIH-
Bas ymoOCTBO Ui cyOBeKTa U Bpaya. MHOTHE THUIIBI CUCTEM JOCTaBKH BBITYCKA TOCTYIHBI M M3BECTHBI CIICIHA-
JMCTaM B JIaHHOW 00JacTh TeXHUKH. JKenaTenbHO HCIOIh30BaTh HMIUIAHTAT C TPOJIOHTHPOBAHHBIM BBICBOOOXK-
neHreM. JloarocpoYHoe BHICBOOOXKICHHE B KOHTEKCTE JAHHOTO JOKYMEHTA 03HAYaeT, YTO CHCTEMa JOCTABKH
WM UMILIAHTA TIPeIHa3HAYCHBI JJIs JOCTABKH TCPANCBTUUCCKUX YPOBHEH aKTUBHOI'O KOMIIOHCHTA B TCYCHHUE TI0
MeHblIel Mepe 30 nHel u npeanouTurenasHo 60 qHE.

B HekoTOpBIX BapuaHTax peau3aliy H300peTeHUs COCIUHCHHUE 110 TaHHOMY U300PETEHUIO IIPUTOTOBJICHO
JUT BHYTPUTJIA3HOTO BBEACHUS, HAIIpUMeEP NMPSMON MHBEKINH WX BBEIICHHS BHYTPh WM B COUYETAHHUHU C BHYT-
PHUTITa3HBIM MEIUIIUNHCKUAM YCTPOUCTBOM.
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CoequHeHHsI TI0 JaHHOMY HM300pPETEHHMIO MOTYT OBITH NPHUTOTOBIICHBI JUIi HAHECEHUS Ha MEIULMHCKOE
YCTPOMCTBO, KOTOPOE MOXET BKJIIOYATh B ceOs JII000I M3 MHOXKECTBA NPHHATHIX TPAHCIUIAHTATOB, CTCHTOB,
BKJIIOYasi CTEHT-TPAHCIUIAHTAThI, KaTeTephl, OAJIIOHBI, KOP3UHBI WIIH JPYroe yCTPOWCTBO, KOTOPOE MOKET OBITH
Pa3sBEepHYTO WIH MOCTOSHHO MMIUIAHTHPOBAHO B MPOCBET Tela. B KauecTBe KOHKPETHOTO MpHMepa ObLIO ObI
JKEATENIbHO NMETh YCTPOWCTBA U CIIOCOOBI, KOTOPBIE MOTYT AOCTaBJISITh COSANHEHHUS 110 JAHHOMY N300pETECHHUIO
B 0071aCTh Tema, 00padOTaHHYIO HHTEPBEHITMOHHON TEXHUKOM.

B mmmocTpaTHBHOM BapHaHTE peann3aliii W300pETeHHs COSAMHEHUE IO JAaHHOMY H300PETCHUIO MOJKET
OBITH HAHECEHO Ha MEIHMIIMHCKOE YCTPOMCTBO, TAKOE KaK CTEHT, U JIOCTABJICHO B MECTO 00pabOTKH /It 00paboT-
KU 4acTH Tella.

CTeHTBl HCTOJIB30BAJIMCH B KAYeCTBE CPEJCTB JOCTaBKH JJIS TEPANEBTUYECKUX arcHTOB (T.e. JICKapCTB).
BHyTpucocyaucTbie CTeHThl 00BIYHO TOCTOSIHHO MMIUIAHTHPYIOTCSI B KOPOHApHbIE MM Nepudepuieckue cocy-
161, KoHCTpyKIMM CTeHTa BKIIIOYAIOT KOHCTPYKIUK CTEHTOB, onncanHble B nateHTe CIIIA Ne 4733655 (Palmaz),
B marente CILHA Ne 4800882 (Gianturco) mnmm B matente CLIA Ne 4886062 (Wiktor). Takue KOHCTpYKLMH
BKJIIOYAIOT KaK METaNIMYECKHE, TaK M IOJIMMEPHBIE CTEHTHI, a TAK)KE CaMOPAaCUIMPSIONINECS U PaCIIUpseMbIe
6a10HOM CcTeHThI. CTEHTBI TAKXKE MOTYT OBITh HCIIOJIB30BAHBI AJIS IOCTABKH JIEKAPCTBEHHOTO CPEJICTBA B MECTE
KOHTaKTa C COCYAHMCTO# ceThio, Kak omucano B mateHTe CIIIA Ne 5102417 (Palmaz), matente CIIIA Ne 5419760
(Narciso, Jr.), marenre CIIIA Ne 5429634 (Narciso, Jr.) 1 B MeXIyHapoaHOH maTteHTHOH 3asBke WO 91/12779
(Medtronic, Inc.) 1 WO 90/13332 (Cedars-Sanai Medical Center), Hanpumep.

TepmuH "HaHECEHHBIN" 03HAYAET, UTO COCAMHECHHE TOKPHITO, aJIcCOPOUPOBAHO, TOMEIIECHO WU MHBIM 00-
pa3oM BKIIOYEHO B YCTPOWCTBO CIOCOOaMH, H3BECTHBIMHU B JaHHOW oOnacTu TexHUKH. Hampumep, coennHeHue
MOXET OBITh BHEIPEHO M BHINTYIICHO M3HYTPH ("MaTPHYHBIA THI'") WM OKPYKEHO U BBICBOOOXKIEHO (MOIHMMEp-
HBIMH) THIIAaMHU "TIOJIMMEPHBIX MaTepPHaOB", KOTOPHIE MMOKPBIBAIOT WIIM OXBATHIBAIOT MEAMIIMHCKOE YCTPOWUCTBO.
B mocnennem npumepe coeqMHEHHE MOXET OBITh 3aXBaUeHO BHYTPH IOJIMMEPHBIX MaTepUaloB WM COCANHEHO
C MOJMMEPHBIMH MaTepuajlaMi C MCIOIb30BAaHUEM OJHOM MM HECKOJIBKMX TEXHOJIOTHH JUIS MOJyYEHHs TaKUX
MaTepuaaoB, U3BECTHBIX B JJaHHOW 00JacTH TeXHUKH. B npyrux cocraBax CoeanHeHHE MOXET OBITH CBSI3aHO C
MOBEPXHOCTHIO MEIAMIMHCKOTO YCTPOHCTBa 0€3 HEOOXOANMOCTH MOKPBITHS, HAIIPUMEP, C MOMOIIBIO CHEMHBIX
CBSI3€H, U BBIITyCKACTCSl CO BPEMEHEM HIIM MOXKET OBITh yJAaJICHO aKTUBHBIMHM MEXaHHUYECKUMH WIIH XUMHIECCKHU-
MH TIpolieccaMi. B 1pyrux mpemnaparax CO€AMHEHHE MOXKET HaXOAWTHCS B HETOJABIKHO MMMOOWIN30BAaHHOM
(hopme, KOTOpasi MPEACTaBIIIET COEANHEHUE HA MECTE UMIIAHTALINH.

B HEKOTOpBIX BapHaHTaxX pealn3aluy M300pPETCHUS COSTUHEHHE MOXKET OBITh BKIIOUCHO B COCTAB MOJIH-
MEPHBIX KOMIIO3UINI BO BpeMsi 00pa30BaHMs OMOCOBMECTHMBIX MOKPBITHH Ul MEAWLMHCKNX H3ENNH, TaKuX
KakK CTeHTHI. [IOKpBITHS, TOJyYeHHbIC U3 JaHHBIX KOMIOHEHTOB, OOBIYHO SBISFOTCS TOMOTEHHBIMHU M TIPUTOHBI
JUISL TIOKPBITHSL Pia yCTPOWCTB, peIHa3HAYEHHbIX JUTS MMIUIAHTAI|H.

[Monumep MoxeT OBITH MO0 OGHOCTAOMIBEHBIM, MO0 O0M0aOCOPOMPYEMBIM MOJIMMEPOM B 3aBUCHMOCTH OT
JKEJTaeMON CKOPOCTH BBHICBOOOKACHHS MM JKEJIaeMOH CTeTIeHH CTaOMILHOCTH ITOJIMMEpPa, HO YacTo JUIsl JaHHOTO
BapuaHTa MPEANOYTHTENbHee OHopasiaraeMslil oJIUMep, MOCKOJIBKY, B OTIIMYHE OT OMOCTAOMIIBHOTO MTOJIMMEDa,
OH He OyJIeT NPUCYTCTBOBATH JIOJrO MOCIIE UMITIAHTALUH, YTOOB! BBI3BAThH JIIOO0H HEOIarONpUsTHBIN, XPOHUYE-
CKUI MECTHBIN OTBET.

Bbroabcopbupyemsbie OIMMEpPHI, KOTOPBIE MOTYT OBITh HCIIOIB30BAHBI, BKJIIOYAIOT, HO HE OTPAaHMYMBAIOTCS
uMH, TOoaU(L-MOIOYHYIO KHCIIOTY), IMOJHMKANPOJAKTOH, Toiuriaukoiuy (PGA), momn(rakTHI-Co-TIIUKOJHI)
(PLLA/PGA), momu(ruapokcuOyTHpart), moiau(TuapoKCHOYyTHPAT-CO-BajlepaT), MOJIHNINOKCAHOH, TTOJIMOPTOI(UP,
TOJIMAHTHIIPHL, TOJIH(TIUKOJIEBYIO KUCIOTY), Toiu(D-MOIOYHYI0 KUCIIOTY), TToJu(L-MOJIOUHYIO KHCIIOTY), TIO-
m(D,L-monounyto kucnory), nomu(D,L-nmaktun) (PLA), nom(L-naktux) (PLLA), monu(rivkoneBas KUCIOTa-
co-rpuMetmieHkap6onar) (PGA/PTMC), nommrunenokenn (PEO), nomuauokcanon (PDS), momdochoadup,
nomdochorpupypera,  HONMM(AMHHOKHCIOTHI),  I[MAHOAKPWIATHI,  IOJU(TPUMETHICHKapOoHaT),  To-
ma(uMuHokapOoHar), conoiu(3duper) (manpumep, PEO/ PLA), monmmanxuneHokcanaTsl, monudocdaseHsl u
OMOMOJIEKYIBI, Takue Kak (uOpHH, GUOPHHOTEH, IEJUII0N03a, KpaxMall, KOJJIareH M THalypOHOBas KHCIIOTA,
TIOJIMATICHIIOH KarpoJIaKTOH, MOJIUTHAPOKCUMACIISIHAS KHCIIOTa, MTOIMOPTO3(UPEL, TIOIMaNeTalH, TOJIUANTHAPO-
MHpPaHbl, TONNIMAHOAKPUIATHI, CIINTHIE WM aM(QUIATHIECKUE OJIOK-COMOIMMEPHI THAPOTeNe U Apyrue moj-
xosmre 6noadbcopOupyemMbie TOMUMEPHI U3BECTHBIE B JTaHHOW 007acTH TeXHUKH. KpoMme TOro, MOKHO HCTIONb-
30BaTh OMOCTAOMIIBHBIE TIOJIMMEPBI C OTHOCHTENIHO HU3KMM XPOHHYECKHM OTKJIMKOM TKaHHM, TAaKHE KaK IMOJIH-
ypETaHbl, CHIMKOHBI M CIIOXKHBIE MOIM3(QHUPHI, U APYrHe MOJIMMEPHl MOTYT TaK)K€ HCIIONIB30BATHCS, €CIIH OHU
MOTYT OBITH PAaCTBOPEHBI U OTBEP)KACHBI WM TIOJMMEPHU30BAHBl HA MEAWIMHCKOM YCTPOWCTBE, TAKHE Kak IIO-
moneuHbI, TOMMU300YTHIIEH U ATHIICH-aNlb(haone(h)MHOBBIE COMIOIIMMEPHI; aKPHUJIOBBIE MOJIMMEPHI M COTIOIHME-
PBI, BUHIJITAIOTCHUAHBIC TIOJIMMEPHI M COMOJIMMEPHI; TIOJIMBHHIIITUPPOIIN/IOH; ITOJMBHHWIOBEIE Y(QHPHI, TaKHe
KaK MOJIMBUHII-METHIIOBBIA 3(HP; MOJTUBUHIINICH IaJOr€HH/Ibl, TAKNE KaK IMOJUBHHIINACH(QTOPHU U MOJIUBHU-
HWIMJCHXJIOPH;, TTOJIMAKPUIOHUTPIII, TIOJIMBUHWIKETOHBI; TOJIMBUHWIAPOMAaTHIECKUE COCIUHEHNUS, TAKUE KaK
MOJINCTUPOJI, TTOJIMBHHIIOBEIE d(UPBI, TaKWE KaK MOJMBHHHJIALIETAT; COMOJUMEPHl BUHHIMOHOMEPOB JIPYT C
JIPYroM U ojiepUHBI, TAKHE KaK COMOJIMMEPHI dTHICH-METHIMETaKpUIIaTa, COMOIMMEPhl aKpHIIOHUTPHII-CTHPOII,
ABS-cMOnBI M OTHJICH-BHHHWJIALIETATHBIE  COMOJMMEpHI;,  MUPAH-COMOIMMEP;  IOJIMTUAPOKCH-IPOITHII-
MeTaKkpuIaMuI-(QeHoT; MOIUTHAPOKCUAITHII-acHapTaMuI-(peHOT; MOIMITUICHOKCUI-TIONMIN3IH, 3aMEIIeHHbBIH
MaJbMUTOMIBHBIMYM OCTAaTKaMH; MOJHAMHUBI, Takue Kak Heion 66 u monmkamposakTaM; alKWIHBIE CMOJIBI,
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MOJMKAPOOHATHI; TOJMOKCUMETHIICHBI, TOTHAMUIBI; MOTU3(QUPHL; SMOKCHIHBIC CMOJIBI, TOJUYPETaHbl; BUCKO3a;
BHCKO03a-TPHAIETAT; IEJUTF0NI03a, alleTaT IeJUTF0NI03bI, OyTUPAT HEIUTIONIO3B; alleTaT OyTHpaT LEIUTFJIO3BL; [e-
nohaH; HUTPAT IEJUTIOJI036]; IPOITHOHAT LEJUTION036L; MTPOCTHIE (UPHI HEIUTION035I; KapOOKCHMETHIILIEIUIION03a.

[Mommumeps! M MOTYNIPOHUIIAEMBIE TMOJIMMEPHBIE MAaTPHUIBI MOTYT OBITH cpopMHpOBaHBI B (OPMOBAHHEIC
W3NS, TaKue KaK KJIAMlaHbl, CTeHTHI, TPYOKH, IPOTE3bl ¥ TOMY MOJ00HOE.

B HEKOTOPHIX BapHaHTaxX peaau3alii W300pETeHUS COCOUMHEHHUE 10 JAHHOMY H300PETEHHIO COSAMHEH C
TTOJIMMEPHON WITH TTOYIPOHUIIAEMON MTOJIMMEPHONW MAaTpHIIeH, KoTopas o0pa3yeTcsl B BUJE CTEHTa WM CTCHT-
TpaHCIUIAaHTATA.

Kak npaBuiio, moauMepsl HAHOCAT Ha MOBEPXHOCTh UMILUIAHTHPYEMOTO YCTPOICTBA IMyTeM HAHCCCHUS I10-
KPBITHS, TIOTPYKCHUS WM PACHbUICHUS. J[JIs 3TO# IIeMu TakkKe MOTYT OBITh HCIIOJB30BAaHbI JOTOTHUTEIHHBIC
METOJBI, U3BECTHEIC B JaHHOW 00JacTH TeXHUKH. CIIOCOOBI PaCIbUICHUS BKIFOYAIOT TPAIUIIOHHBIC METOIBI, a
TaKXKe METOJbI MUKPOOCAXKICHHS C PacIbUTUTEIEM CTpyHHOTO THIAa. KpoMe Toro, moimMep MOXeT ObITh HaHe-
CCH Ha MMIUTAHTHPYEMOE YCTPOMCTBO C HCIIOIB30BaHUEM (OTONUTOrpadHu sl pa3MEIICHUS OJIMMEPa TOJIBKO
Ha OMpEJCICHHBIX yJacTKaX ycTpoiicTBa. J[aHHOE MOKPBITHE YCTPOWCTBA OOCCIICYMBACT PAaBHOMEPHBIA CION
BOKPYT yCTPOMCTBA, YTO MO3BOJIIET YIAYIIIUTH TUPQPY3UIO Pa3IMIHBIX aHATHTOB Yepe3 MOKPBITHE YCTPOUCTBRA.

B HEKOTOPHIX BapHaHTaX pealn3alfiil H300pETCHUS M0 JTaHHOMY H300pETCHHIO COCITUHEHHE COCTaBICHO
JUTS BRICBOOOXKICHUS M3 TIOJIMMEPHOTO TOKPHITHSA B OKPYKAIOIIYIO CPEay, B KOTOPOH pa3MeIIeHO MEIUIIMHCKOE
ycrpoiicTBo. [IpeanodruTensHO COeANHEHNE BHICBOOOKIAETCS KOHTPOIUPYEMBIM 00pa3oM B TeUEHHE pacCIIH-
PEHHOTO BPEMEHHOTO MHTEpBayia (HaIpuMep, MECSIIEB), MCIONB3Ys 10 MEHBIEH Mepe OJHy 13 0ojee XOpoIo
M3BECTHBIX METOIMK, BKITFOYAIOIINX MOJMMEPHbIC HOCUTEIH WM CJIOH [T KOHTPOJIA 3JII0upoBanus. Hexoropsie
U3 yKa3aHHBIX cI0co0OB ommcaHbl B 3asBke Ha mareHT CIIIA 2004/0243225A1, nosHoe ommcaHue KOTOPOTO
BKITIOYCHO B JJAHHBINA JOKYMCHT B ITOJIHOM 00BEME.

Kpowme Toro, xak onucano, Hanpumep, B narente CIIA Ne 6770729, BKIIOUEHHOM B JaHHBIA TOKYMEHT B
MOJTHOM 00BEME IOCPEACTBOM CCBUIKH, PEarcHTaMHU M YCIOBHSAMHU PEAKIUU ITOJUMEPHBIX KOMITO3UIIMNA MOXHO
MaHHITYJIUPOBATh TaK, 9YTOOBI MOXHO OBIJIO BRICBOOOJUTH COCAMHCHHE W3 MOJUMEPHOTO MOKpEITHA. Hampumep,
koapduttneHT TudPy3uH 0THOTO WK OoJIee TTOTUMEPHBIX MOKPBITUH MOYKET OBITh MOIYJTHUPOBAH TSI KOHTPOJIS
BBICBOOOXKICHHS COCIMHEHHS W3 MOJMMEPHOTO MOKPHITHA. B onHO#l Bapmannn maHHOW Tembl Ko3(dduiment
mudGy3un 0HOTO WK O0JIee TOTMMEPHBIX TTOKPBITHH MOYKHO KOHTPOJIUPOBAThH, YTOOBI MOAYIHUPOBATH CIIOCO0-
HOCTh aHAJINTa, KOTOPBIA MPHCYTCTBYET B Cpelie, B KOTOPOH pa3MemiaeTcss MEAUINHCKOE YCTPOHCTBO (HAIpH-
Mep, aHAJINT, KOTOPEIA o0JerdaeT paspymieHne Wik THAPOJIN3 HEKOTOPOH YacTH MOJMMepa) Ui TOCTyIa K OJ-
HOMY HWJIH O0Jiee KOMITOHEHTaM BHYTPH HOJIMMEPHOI KOMITO3UINH (¥, HAIIpUMep, TAKUM 00pa3oM, MOIYIHPYIOT
BBICBOOOXKJICHHE COCTUHCHHUS W3 IMOJUMEPHOTO MOKphITHs). Elle OAWH BapuaHT pealu3allid H300pETCHUS
BKITIOYAET YCTPOHCTBO, UMCIOIIIEE MHOXKECTBO MOJMMEPHBIX MOKPBITHHA, KAXKI0C U3 KOTOPBIX UMEET MHOXKECTBO
ko3 dunuentoB mudpdys3un. B Takux BapHaHTax pealn3alliil U300pPCTCHUS BBICBOOOXKICHUEC COCIWHCHHS U3
MOJMMEPHOTO MOKPBITHS MOXKET OBITh MOJTYJIUPOBAHO MHOKECTBOM MOJTMMEPHBIX TTOKPBITHIA.

B eme oqHOM BapuaHTe peanu3aliuy H300pETCHUS BEICBOOOXKICHUE COCTUHCHUS U3 TIOJIMMEPHOTO TTOKPHI-
THS. KOHTPOJIMPYETCS ITyTeM MOIYJISIIH OJHOTO WK 0oJice CBOMCTB MOJTUMEPHON KOMITO3UIUH, TAKUX KaK MPU-
CYTCTBHE OJHOTO M O0Jiee YHIOTEHHBIX WM SK30TCHHBIX COCIMHEHHUH, WiIH, albTepHAaTUBHO, pH momumepHOH
KoMmro3uuy. HampuMep, HEKOTOpBIE TTOMMEPHBIE KOMITO3UIIMK MOTYT OBITh CKOHCTPYHPOBAHEI I BEICBOOO-
JKICHUS COSIMHEHHS B OTBET HA CHIDKCHNE pH MOIMMEpHOH KOMIIO3UITHH.

HaGopsr.

B m300perennun Taxke mpenioxkeH Habop, comepKalyii COeNMHEHUE 110 TaHHOMY U300pETEeHHUIO WIIH €TO
(hapMaleBTHYCCKH PUEMIIEMYIO COJIb, IO MEHBIIICH Mepe OJIUH APYTOW TEPareBTHUCCKUI arcHT, YITaKOBOYHBIN
MaTepuall ¥ WHCTPYKIIMU JJIsl BBEICHHUS COCIUHCHUS MO JAHHOMY H300pPETCHHIO WM ero (papMareBTUUCCKU
TMPUEMIIEMOU COJIM M JPYTOTO TEPANCBTHYCCKOTO areHTa HIH areHTaM MIICKOIHUTAIOIIEMY JUIS JICUCHHS WIH Mpe-
JIOTBpAICHHST 3a00JCBaHUS WM TATOJIOTUYECKOTO COCTOSHHS, XapaKTepPU3YIOMerocs aOeppaHTHONH aKTHBHO-
CTBIO CUCTEMBI KOMIUIEMEHTa. B 0JJTHOM BapuaHTe peanu3aliyi MICKOIHUTAIOIICE MPEACTaBIsIeT CO00H YemoBeKa.

CrienanucTy B COOTBETCTBYIOIICH OOJIACTH TEXHHUKH OYAET MOHSTHO, YTO JAPYTHE MOAXOAIINE MOIU(H-
KaIliH U aanTaliy K KOMIO3HIUSM U crloco0aM, OTIMCAaHHBIM B TaHHOMY JOKYMEHTE, OyIyT OUYeBUIHBI U3 OTIH-
CaHMs M300pETCHNS, COMIEPKAIIETOCS B JAHHOM JTOKYMEHTE, C YIeTOM HH(pOpMAINH, U3BECTHOH CpEeIHEMY CIIe-
[IUAMCTY B JAHHON 00JIaCTH TEXHHUKH, H MOTYT OBITh BHITIOJTHEHBI 0€3 OTKJIOHEHUS OT 00beMa N300pETeHUSI HITH
J000T0 BapHaHTa €ro pPea3amny.
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Ipumepsr
Onwcas Teneps JeTajIbHO JaHHOE M300peTeHHe, TO JKe camoe OyeT 6ojee MOHITHBIM CO CCHUIKON Ha ciie-
JYIOIIUE TPHUMEPBI, KOTOPbIE BKIIOYECHBI B JAHHOE ONHMCAHME HMCKIIOYUTENBHO C LENbI0 WUIIOCTPAlUU U HE
IpefHa3HAYCHBI 7 OTPaHUICHUS JAHHOTO H300peTeHNS.
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Ha cxeme 1 u3o0paxen obmmit cuaTe3 coequuenuit Tuma (1) w/umm (1g). JaHHbIe coenUHEHUS OBLIH T0-
JydeHsl criocodoM, B koTopoM (1a) mwmu (1b), coneprkaiue akTHBUPOBAaHHBIH KapOOHMII COSANHEHUS, COlepKa-
mue yxosuryto rpymiy (Lv), npu BBeJeHNH B peakIiio co CBOOOIHBIM MIIH 3aIMIIEHHBIM aMHHOM B YCIIOBHSIX
koHaeHcauuu natot (1c). Coenunenue (1d) momyyanu peakiueil cBOOOAHOTO MM 3alluIieHHOro amuHa ¢ (1c);
3aIUTHYIO TPYIIY yIAUIM C WCTOJMB30BaHWEM CTaHIAPTHBIX YCJIOBHWA ¢ oOpazoBanueM (le). Ha mocnmennei
ctaauu, coefanHeHne (le) KOHIACHCHPOBAIM C aKTHMBHPOBAHHOW KapOOHWILHOW TPYNIONW C WCIOJIL30BaHUEM
KOHJICHCHPYIOIIETO peareHTa A oOpa3oBaHUS aMHUAHBIX coemmHeHuil (1f), mocimemoBaTenpHO 3aMerIeHHBIE
MOYeBHHEI coeanHeHni (1g) monydanu u3 (1e), ucrmoyib3ys CTPYKTYPHO pa3HOOOpa3HbIN H30IMaHaT.

Cxema 2
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[Tonyuenne (S)-1-(2-((1-((6-OpomMmupH AMH-2-¥JT)aMHHO )-3 -METHII- | -OKCOOyTaH-2-HJT)aMHHO )-2-
okcoatnn)- 1 H-uanazon-3-kapookcamuna (2f).

Cramuss  1: momyuenue  (S)-tpeT-OyTmi-(1-((6-GpoMmupuInH-2-1T)aMUHO)-3-MeTHII- 1 -OKcOOyTaH-2-
nin)kapbamara (2¢).

K pactBopy Boc-L-Banuna (2a) (1,32 1, 6,07 Mmmonb) n 6-6pomnupuann-2-amusa (2b) (1,0 r, 5,78 Mmmous)
B TI'® (20 mu) npubasmiau 3THiI-2-3ToKCcHuXxUHOMMH-1(2H)-kapbokennar (EEDQ, 1,43 1, 5,78 mmouns). [omy-
YEHHYIO CMECh KHMILITHIM B TeUeHHE 4 THEH, OXJIaauid 10 KOMHATHOH TemmepaTypsl, pazoasmmm EtOAc (100
M), ipombt KHSO,4 (1N, 2x30 MiT) 1 HACBHIIIEHHBIM BOJHBIM pacTBOpoM xyiopuaa Hatpus (20 mur). Opranu-
YeCKUH €0 CYIIMIM, KOHIEHTPHPOBAIN B BaKyyMe W ITIOJIyYEHHBIH OCTATOK OYMINANM C MOMOLIBIO (hIIdII-
KOJIOHOYHOW Xpomarorpaduu [cunukarens (12 1), smoupys EtOAc (0-50%) B rekcane] ¢ nosrydenuem (S)-Tper-
OyTni-1-(6-6poMIMpHINH-2-HIaAMUHO)-3-MeTHII- 1 -okcoOyTaH-2-mikapbamara (2¢) (121 mr, 0,325 mMmounsb, BBI-
x07 6%) B BUE MOTYTBEPIOTO BEIICCTBRA;

'H SIMP (300 MI'u, IMCO-dg) & 10,78 (c, 1H), 8,09 (n, J=8,1 I'u, 1H), 7,73 (1, J=7,9 I'n, 1H), 7,34 (n,
J=7,7Tu, 1H), 6,98 (1, J=8,4 I'y, 1H), 4,06-3,94 (m, 1H), 2,05-1,92 (m, 1H), 1,37 (¢, 9H), 0,93-0,86 (M, 6H);

MC (ES+): 394,4 (M+Na).

Cramus 2: noyaenue (S)-2-amuHO-N-(6-0poMmupuanH-2-1i)-3-MeTmwioyranamMuaa (2d).

K mepememmBaemomy pactBopy (S)-TpeT-0yTri-1-(6-0OpoMIupuIuH-2-MIaMHUHO )-3-METHII- | -OKCOOyTaH-2-
nnkap6amata (2¢) (120 mr, 0,322 mmons) B XM (10 mur) npubasumu TOK (368 mr, 3,22 MMOIb) TpH KOMHAT-
HOHM TeMmIepaType M NepeMelnBaiu B TedeHue 16 4. PeakoHHyI0 cMech KOHLIEHTPHPOBAIM B BaKyyMe IS
yranernss XM u uz6pitka TOK ¢ nomydyenuem (S)-2-amuHO-N-(6-OpoMnupuauH-2-1i)-3-MeTHI0yTaHaMH 12
(2d), KOTOpBIIA UCTIONB30BANIN B TAKOM BHJIC Ha CIICAYIOIICH cTaquu 0e3 JOMOTHUTEIBHON OUHUCTKY;

MC (ES+): 273,3 (M+1).

Cranus 3: nmomydenue (S)-1-(2-((1-((6-OpoMmupuanH-2-11)aMHHO)-3-MeTHII- | -OKcOOy TaH-2-1J1)aMHHO)-2-
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okcoatn)- 1 H-nanazon-3-kapookcamuna (2f).

K Brrmeykazannoit TOK comu (S)-2-amuno-N-(6-6pommupuans-2-nn)-3-metmnoyranamuia (2d) (120 wr,
0,441 mmoup) B JIM®DA (4 mur) npubasuim 2-(3-kapbamow- 1 H-uanazoun-1-um)ykcycHyro Kucioty (2¢) (116 mr,
0,529 MMoh, TTOJIYYEHHYIO 110 METOAY, onmucaHHoMy Altmann, Eva et al. B mexxmyHapoanoit myonukanuu PCT
WO 2012/093101), DIPEA (0,308 mu, 1,764 mmons), HATU (201 mr, 0,529 MMoinb) U TiepeMenInBaIA TIPH
KOMHATHOW TeMIlepaType B TeUeHne Hour. PeaknnmonHyto cMmech pazdasmm EtOAc (100 M), mpoMbIBaJIM BOIOK
(3%), HACHIIICHHBIM BOJHBIM PAaCTBOPOM XJIOPHAA HATPHSA, CYIIWIH, (QUIBTPOBAIN U KOHIICHTPUPOBAIH B Ba-
Kyyme paocyxa. [lonmydeHHBI OCTaTOK OYHINAIH KOJOHOYHOH (mdm-xpomatorpadueii [cunmkarens (12 1)
amonpys 0-60% EtOAc/MeOH (9:1) B rekcane] ¢ noxydenuem (S)-1-(2-((1-((6-6pomMmmpuanH-2-1ia)aMiuHO)-3-
MeTHII- 1 -0kco0yTaH-2-1iT)aMIHO)-2-0Kkco3Tin)- | H-nanazon-3-kapbokcamuma (2f) (38 mr, Beixon 18%) B Buzme
0eoro TBEpIOro BEIIECTBRA;

'H SIMP (300 MI'u, IMCO-dg) & 11,01 (c, 1H), 8,57 (x, J=8,1 T, 1H), 8,13 (ax, J=21,3, 8,2 'y, 2H),
7,81-7,56 (m, 3H), 7,39 (an, J=23,5, 7,5 T'u, 3H), 7,25 (1, J=7,5 'y, 1H), 5,41-5,23 (M, 2H), 4,46 (1, J=7,2 I'L,
1H), 2,15-2,00 (m, 1H), 1,00-0,83 (m, 7H);

MC (ES+): 496,4 (M+Na).

Cxema 3
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[Momyuenne (S)-1-(2-((1-((3-xmophennn)aMuHo )-3-MeTHI- | -OKCOOyTaH-2-11)aMUHO )-2-0KcodTHN )- 1 H-
nHAa301-3-kapookcamua (3d).

Cramust  1: momywyenne (S)-Tper-OyTHi-1-(3-xmopdenunamnuno)-3-metni-1-okcodyTan-2-nnkapbamara
(3b).

Peaxums Boc-L-Banuna (2a) (1,73 1, 7,84 Mmoib) ¢ 3-xiopanunuaoM (3a) (1,0 T, 7,84 MMmonb) o MeToau-
Ke, IPUBEJICHHON Ui cTtamuu | cxeMbl 2, nana mociie o0pabOTKH peaknMOHHOM cMecH M Oo4HucTKH (S)-Tpert-
oyrni-1-(3-xnopdenunamMnno)-3-metui- 1 -okcodyran-2-mikapoamar (3b) (1,72 1, 5,26 mMmous, BeIXOX 67%) B
BUzIe OETIOT0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 10,20 (c, 1H), 7,84 (c, 1H), 7,46 (n, J=8,0 'y, 1H), 7,34 (t, J=8,0 I'y,
1H), 7,11 (g, J=7,4 I'u, 1H), 6,99 (&, J=8,1 I'n, 1H), 3,89 (T, J=7,7 I'n, 1H), 2,09-1,80 (M, 1H), 1,39 (¢, 9H), 0,89
(1, J=6,4 T, 6H);

MC (ES"): 349,4 (M+Na).

Cramus 2: nonyaenue (S)-2-amuaO-N-(3-x10pdeHmn)-3-meTmidyranamuzaa (3¢).

Peaktmst  (S)-Tper-OyTii-1-(3-xnopdernnaMmuno)-3-MeTui- 1 -okcodyran-2-mikapbamara (3b) (750 wr,
2,30 mmome) ¢ TOK (2,62 1, 22,95 MMOJIB) TIO METOIUKE, TIPUBEACHHOMN IS CTaIMK 2 CXEMBI 2, 1aja mocie 00-
paboOTKM peakIMOHHOW CMECH M OYHMCTKH XpoMaTorpadueii [cunukarens (12 1), smonpyst EtOAc/MeOH (9:1) B
rexcane ot 0 mo 60%] (S)-2-amuna0-N-(3-x50pdhenmn)-3-metundoyranamun (3¢) (355 mr, 1,57 MMonb, BBIXOA
68%) B BHIE 0€JOTO TBEP/IOTO BEIECTRA;

'H SIMP (300 MI'n, IMCO-dg) & 7,86-7,78 (M, 1H), 7,49 (n, J=7,9 T, 1H), 7,39 (, J=7,9 ', 1H), 7,18
(n, J=7,8 T'u, 1H), 3,66 (1, J=5,6 'y, 1H), 2,21-2,05 (m, 1H), 0,97 (1, J=7,1 ', 6H);

MC (ES+): 227,3 (M+1).

Cramust  3:  momyuenue  (S)-1-(2-((1-((3-xnmopdenun)aMuno)-3-mMeTui- 1 -okcoOyTaH-2-11)aMHHO)-2-
okcodtnn)- 1 H-uanazon-3-kapookcamuna (3d).

Peakmmst  (S)-2-amuHO-N-(3-xmopdennn)-3-metundyranamuga (3c) (145 wmr, 0,64 mMmomp) ¢ 2-(3-
kapOamoni-1 H-urmazomn-1-mi)ykcycHOM KUCITOTON (2€) Mo MEeToIuKe, MPUBENESHHOW JUTIsl CTaauu 3 CXEMBI 2,
Jana mociye 00pabOTKH peakIIMOHHONH CMECH M OYUCTKH Xpomarorpadueii [cumukarens (12 ), amoupys 0-60%
EtOAc/MeOH (9:1) B rekcane] (S)-1-(2-((1-((3-xmopdhennin)amMmuto)-3-MeTri- 1 -0KcoOyTaH-2-MT)aMUHO)-2-
okcoaTtn)- 1 H-manazon-3-kap6okcamun (3d) (50 mr, 0,117 Mmmons, Beixon 18%) B BHIE KeNTOTO TBEPAOTO Be-
IIECTBA;

'H SIMP (300 MT';, IMCO-dg) & 10,38 (c, 1H), 8,69 (x, J=8,3 I'n, 1H), 8,18 (1, J=7,9 ', 1H), 7,83 (c,
1H), 7,76-7,59 (m, 2H), 7,52-7,31 (m, 4H), 7,26 (T, J=7,2 T'u, 1H), 7,13 (n, J=7,7 T'u, 1H), 5,43-5,22 (M, 2H),
4,33 (t, J=7,5 'y, 1H), 2,22-1,86 (M, 1H), 0,95 (T, J=6,5 ', 6H);

MC (ES+): 450,4 (M+Na).
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Cxema 4
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MMomyuenne  (S)-1-(2-((1-((6-6poMmUpHUINH-2-1T)aMHUHO )-3-MeTHII- | -OKCOOyTaH-2-11)(METHI)aMUHO )-2 -
okcoatnn)- 1 H-uanazon-3-kapookcammuna (4d).

Cramus  1: momyuenue  (S)-tpeT-OyTmi-(1-((6-GpoMmupHuInH-2-1T)aMUHO)-3-MeTHII- 1 -OKcOOyTaH-2-
nn)(meTmn)kapoamara (4b).

Peaxmust (S)-2-(TpeT-0yTOKCHKapOOHMI(METHII)aMUHO )-3-MeTUI0yTaHOBOK KHUCIOTH (4a) (500 wmr, 2,16
MMOJIB) ¢ 6-OpoMmupuanH-2-aMuHOM (2b) (374 mr, 2,16 MMOIIB) 10 METOIWKE, MPUBSACHHON IS cTamuu |
CXeMBHI 2, jana mocie o0paboTKM peakIMOHHOM CMecH M OYHMCTKH Xpomarorpadueii Ha cunukarene (12 r) (S)-
TpeT-0yTHi-(1-((6-0poMIupUINH-2-1IT)aMIHO)-3-MeTHII- | -okcoOyTan-2-wn)(Metun)kapbamar  (4b) (135 wr,
0,35 mmoib, BEIX0A 16%) B BUJIE OIyTBEPAOTO BELIECTBA;

'H SIMP (300 MT'i, IMCO-dg) & 10,92 (c, 1H), 8,08 (x, J=8,1 I'n, 1H), 7,74 (t, J=7,9 I'n, 1H), 7,36 (x,
J=8,0 T'u, 1H), 2,85 (¢, 3H), 2,75 (¢, 1H), 2,21-2,07 (m, 1H), 1,40 (c, 9H), 0,93-0,83 (M, 6H);

MC (ES+): 410,4 (M+Na); (ES"), 386,3 (M-1).

Cranus 2: noixyaenue (S)-N-(6-OpomnupuanH-2-mi)-3-MeTri-2-(MeTiiaMiHo )oyranaMuaa (4c).

Peaxrmmst (S)-tpet-6yTun-(1-((6-6poMIUpUIUH-2 -1 )aMUHO )-3-MeTHII- | -okcoOyTaH-2-
nin)(meTmn)kapoamara (4b) (125 mr, 0,32 mmoinb) ¢ TOK (369 mr, 3,24 MMOJIB) 10 METOIMKE, IPUBEICHHON IS
ctaauu 2 CXeMbl 2, naja mociie o0paboTku peakmuoHHON cMecH (S)-N-(6-OpoMIupUIuH-2-1T)-3-METHII-2-
(MeTunmamuHo)0yTaHaMuy (4¢) B Buae coi TOK, KOTOPYIO HCIIOIB30BAIA B TAKOM BHEC HA CIEAYIONIEH cTaquu
0e3 TOTTOTHUTETHHOM OUNCTKHY;

MC (ES+): 288,3 (M+1).

Craaus 3: MOJTyYeHHE (S)-1-(2-((1-((6-OpommupuANH-2-MIT)aMUHO)-3-METHII- | -OKCOOyTaH-2-
wi1)(METHIT)aMUHO )-2-0kco3THin)- | H-nanazon-3-kapookcamuna (4d).

Peaknus ykaszannoii Beime TOK comu (S)-N-(6-6poMmupuanH-2-mi)-3-MeTI-2-(MeTHIaMHUHO) OyTaHa-
muzna (4c) (99 wmr, 0,247 mmons) ¢ 2-(3-kapbamoni-1H-unnazon-1-un)ykcycHoit kucnoroii (2¢) (65,1 mr, 0,297
MMOJIB) 110 METOUKE, IPUBEICHHON ISt CTa UK 3 CXEMBI 2, lajia rnocjie 00paboTKN peakIMOHHON CMECH U OYH-
CTKH XpoMmaTorpadueit [cunmmkarens (12 1), amoupys 0-60% EtOAc/MeOH (9:1) B rekcare] (S)-1-(2-((1-((6-
OpOMIIUPHUINH-2-MIT)aMUHO )-3-MeTHII- | -0kcoOyTaH-2-11)(METHIT ) aMHHO )-2-0KCcOodTHIT)- | H-mHmazon-3-
kapOoxcamuy (4d) (53 wmr, 0,11 Mmmoms, Bexox 44%) B Buze 6€7I0T0 TBEPAOTO BEUIECTBA;

'H SIMP (300 MI', IMCO-dg) & 10,92 (c, 1H), 8,25-8,02 (m, 2H), 7,87-7,65 (M, 1H), 7,65-7,50 (M, 2H),
7,46-7,31 (m, 3H), 7,31-7,18 (m, 1H), 5,78-5,44 (m, 2H), 4,84 (n, J=10,8 I'u, 1H), 3,27-2,88 (M, 3H), 2,44-2,09
(M, 1H), 1,12-0,79 (M, 6H);

MC (ES+): 488,4 (M+1).
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Monyuenne  (S)-1-(2-((1-((6-OpoMnmpHuIMH-2-HIT)aMHHO )- | -OKCOTIpONIaH-2-H1i1)aMHHO)-2-0Kcoa T )- 1 H-
nHAa301-3-kapookcamua (5d).

Cramus 1: nomyuenue (S)-tper-OyTmi-(1-((6-6poMmupuanH-2-1i1)aMUHO)- 1 -okconponaH-2-1mi)kapdamara
(5b).

Peaxmust (S)-2-(TpeT-0yTOKCHKapOOHUIAMHUHO)IponiaHoBoK kucioTel (5a) (1,15 1, 6,07 mMMomb) ¢ 6-
OpommupuauH-2-amuHOM (2b) (1,0 T, 5,78 MMOJB) IO METOAMKE, MPUBEACHHON ISl CTaaud 1 cxemsl 2, nana
mocsie 00pabOTKH peakIMOHHOW CMecH M OYHCTKH Xpomarorpaduedt (S)-tper-Oytuin-(1-((6-6poMmupunH-2-
WJT1)aMHUHO)- | -okcomnpomnan-2-mi)kapdamar (5b) (250 mr, 0,73 mmons, Beixoz 13%) B BuIe 6eCliBETHOTO Macia;

MC (ES-): 342,4 (M-1).
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Cranus 2: momydyenue (S)-2-amuHO-N-(6-0poMIHpHInH-2-1i1)IponanaMuaa) (5¢).

Peaxums (S)-tper-0yTHin-(1-((6-6poMIupuuH-2-1i1)aMIHO)- 1 -okconponan-2-uin) kapbamarta (5b) (225 wmr,
0,65 mmoi) ¢ TOK (745 mr, 6,54 MMOITB) TIO METOJMKE, TPUBEISHHOM ISl CTAIUK 2 CXEMBI 2, J1aja mocie 00-
paboTku peaknmoHHOU cMmecH (S)-2-amuHO-N-(6-0poMrupuanH-2-wi)nponanamun) (5¢) B Buae conu TOK, xo-
TOPYIO MCHOJIb30BAJIM HA CIIEAYIONICH CTaAuu O3 JOMOIHUTEIbHON OYNCTKHY;

MC (ES+): 245,2 (M+1).

Cramus  3: momyuenue  (S)-1-(2-((1-((6-OpoMmupuanH-2-11)aMUHO )- | -OKCOTIpOoTIaH-2-1J1)aMHHO )-2-
okcoatnn)- 1 H-uanazon-3-kapookcamuna (5d).

Peakmus ykazannoi Beime TOK comu (S)-2-amuu0-N-(6-OpommupunuH-2-mi) npomanamuna) (S5c) (125
mr, 0,35 mmous) ¢ 2-(3-xap6amoni-1H-nnnazon-1-um)ykcycHoit kuciotoit (2¢€) (92 mr, 0,419 MMoib) o MeTo-
JIMIKe, TIPUBEACHHOM JJIs CTaguu 3 cXeMBI 2, naja nociie 00paboTKH peakIMOHHONW CMECH M OYHUCTKH XpOMaTo-
rpadueit [cumukarens (12 1), amoupys 0-60% EtOAc/MeOH (9:1) B rekcane] (S)-1-(2-((1-((6-0poMnupuuH-2-
WJT1)aMHHO)- | -OKCOoTponaH-2-11)aMruHO)-2 -0kcoaTin)- | H-nanazon-3-kap6okcamua (5d) (18 mr, Beixon 12%) B
BHJie OENIOro TBEPOTo BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 10,96 (c, 1H), 8,75 (1, J=6,9 T'u, 1H), 8,16 (u, J=8,2 I'n, 1H), 8,07 (x,
J=8,2 T'n, 1H), 7,79-7,56 (M, 3H), 7,47-7,30 (m, 3H), 7,30-7,18 (M, 1H), 5,26 (c, 2H), 4,71-4,36 (M, 1H), 1,34 (x,
J=7,1Tn, 3H);

MC (ES+): 467,4 (M+Na).
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IMomyuenue (R)-1-(2-((1-((6-OpoMumpuIHH-2-HIT)aMHHO)-3-METHII- | -OKCOOYTaH-2-1IT)aMHUHO)-2-
okcoaTin)- 1 H-unnazon-3-kapookcamuna (6d).

Cramus  1: momyuenne  (R)-tper-OyTmi-(1-((6-OpoMmupuanH-2-1ia)aMHUHO )-3-MeTHII- | -OKCOOyTaH-2-
nin)kapbamata (6b).

Peaxmust (R)-2-((TpeT-0yTOoKCHKapOOHIIT)aMUHO)-3-METHIOyTaHOBOM KUCJIOTHI (6a) (1,0 T, 4,6 MMOJIB) C 6-
OpommupuauH-2-amuHOM (2b) (1,0 T, 5,80 MMOJB) IO METOAMKE, MPUBEACHHON ISl CTaAud 1 cxembl 2, nana
mocyie 00paboOTKH PEaKIMOHHON CMeCH M O4YMCTKH Xpomarorpadmueit (R)-tper-Oytmi-(1-((6-OpoMmupumnH-2-
WIT)aMHHO)-3-MeTHI- 1 -okcoOyTaH-2-mi)kapbamat (6b) (523 wmr, Berxox 31%) B Buae 6e1I0ro MOIyTBEpAOTO Be-
IIECTBA;

'H IMP (300 MTI'u, IMCO-ds) 5 10,78 (c, 1H), 8,09 (1, J=8,2 T'n, 1H), 7,83-7,66 (M, 1H), 7,34 (1, J=7,6
I'y, 1H), 6,97 (1, J=8,4 I'n, 1H), 4,03 (1, J=7,8 I', 1H), 2,07-1,87 (m, 1H), 1,40 (c, 9H), 0,92-0,84 (M, 6H);

MC (ES+): 394,4 (M+Na).

Cranus 2: nonxyuenue (R)-2-amuno-N-(6-0pomnupuanH-2-un)-3-metunoyranamuaa (6¢).

Peaxmms (R)-tper-6ytnin-(1-((6-OpoMnupuauH-2-1i1)aMHHO)-3-MeTIII- 1 -0kcoO0yTaH-2-11) kapbamata (6b)
(490 wr, 1,32 mmonb) ¢ TOK (750 mr, 6,58 MMOJb) MO METOIMKE, IPUBEICHHON ISl CTAAUK 2 CXEMBI 2, 1nana
mocyie 00pabOTKU PEeaKIMMOHHOW CMECH M OYHMCTKH KOJOHOYHOH Qummi-xpomaTtorpadueit [cwmmkarensb (12 T),
amonpys MeOH B CHCl; ot 0 no 20%] (R)-2-amuna0-N-(6-6poMnupuanH-2-mi)-3-MeTmnoyranamus (6¢) (185
Mr, 0,680 MMOIIB, BBIX0 52%) B BHIE O€7I0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,13 (n, J=8,1 T'u, 1H), 7,74 (r, J=7,9 I'n, 1H), 7,34 (n, J=7,7 'y, 1H),
3,22 (n, J=5,2 I'u, 1H), 2,02-1,85 (m, 1H), 0,91 (1, J=6,8 'y, 3H), 0,82 (1, J=6,8 'y, 3H);

MC (ES+): 272,3 (M+1).

Cramus  3: monydenne (R)-tper-OyTmi-(1-((6-OpoMmupuanH-2-1ia)aMHUHO )-3-MeTHII- | -OKCOOyTaH-2-
win)kapbamara (6b).

Peaxums (R)-2-amuno-N-(6-6pommupunun-2-umin)-3-metiindyranamuna (6¢) (91 mr, 0,33 mmoins) ¢ 2-(3-
kapOamomi-1H-unnazon-1-nm)ykcycHoit kucnoroit (2e) (88 mr, 0,4 MMOJIB) 1O METOIMKE, NMPUBEACHHOW IS
cTamuu 3 cXeMsl 2, najia mocie o0paboTKM peakIMOHHOM CMECH M OYMCTKU XpoMaTorpadueil [crmmkarens (12
r), amoupys CMA80 B CHCl; ot 0 mo 40%] (R)-tper-Oytmn-(1-((6-OpoMmupuIuH-2-11)aMIHO)-3-MeTHII- 1 -
okcoOyTaH-2-mi)kapbamar (6b) (65 mr, 0,14 mmonb, Berxoa 41%) B BuIe OEIIOT0 TBEPIOTO BEIICCTRA;

'H SIMP (300 MI'u, IMCO-dg) & 11,12-10,90 (M, 1H), 8,58 (x, J=7,8 I'n, 1H), 8,14 (mx, J=21,5, 8,0 I,
2H), 7,84-7,53 (m, 3H), 7,50-7,10 (m, 4H), 5,43-5,19 (m, 2H), 4,57-4,34 (m, 1H), 2,18-2,00 (M, 1H), 0,94 (c, 6H);

MC (ES+): 473,4 (M+1).

CxeMa 6

-51-



039719

Cxema 7
TTK 0 it

EEDQ
ﬁ\go’c\fo —"A\N/\WH No B — N |N/ .
T T L U v H '

\I b Tb
a
o oH
/N"N
HaM
% ISRt
M P
y”ﬁr NN e
=N O
HATU. DIEA rd
META b

IMomyuenue 1-(2-((2-((6-6poMIUpPUIIH-2-HJT)aMHHO )-2 -OKCOATHII ) ( LUKJIOTIPOTIHII )JaMHUHO )-2-OKCOITHII ) -
1H-unna3on-3-kapookcamuna (7d).

Cramuss  1: mnomydenne  TpeT-OyTHiI-(2-((6-OpOMIHPHINH-2-HIT)aMHHO )-2-0KCOATHII )( IUKJIOTIPOTIHI) -
kapOamara (7b).

Peaxums 2-((Tpet-0yToKcHKkapOOHIIT)(IIMKIONPOITIIT)aMHUHO )yKeycHOH kucioTsl (7a) (0,5 T, 2,32 MMoinb) ¢
6-opommupuauH-2-aMmuHOM (2b) (0,4 T, 2,32 MMOJIB) IO METOMKE, TPUBEACHHON sl cTaauu 1 cXeMel 2, nana
mocyie 00pabOTKU pEeaKIMMOHHOW CMECH M OYHMCTKH Xpomatorpaduei [cunukarens (12 1), amoupys MeOH B
CHCIl; ot 0-20%] Ttpet-OyTmi-(2-((6-0poMIUpuInH-2-1T)aMHHO )-2-0KCOITH )( IUKIoTpori)kapbamar (7b),
3arpsA3HEHHBIA 6-0pOMITUPUANH-2-aMUHOM (2D).

Cramus 2: noydaenne N-(6-0poMmupuarH-2-mi)-2-(MUKIoTponriIaMuHo )aretamuaa (7¢).

Peaktmst  Tpet-0yTni-(2-((6-0OpoMIUpUINH-2-1IT)aMIHO )-2-0KCOITHI )(ITUKIIoIponii))kapbamaTta (7b) w3
ykazauHo# Bbime ctaauu-1 ¢ TOK (0,9 mur, 11,61 MMoITB) IO METOMKE, TPUBEACHHON IS CTAJHH 2 CXEMEI 2,
Jlajia rocie o0paboOTKH peakmoHHO# cmecu N-(6-OpoMnupuIuH-2-11)-2-(1UKIONpONIaMIiHoO )aneTamus (7¢) B
Buze con TOK;

MC (ES+): 272,3 (M+2).

Cramust  3: momyuenue 1-(2-((2-((6-OpomMmnupuanH-2-11)aMHIHO )-2-0KCOITHI ) (LIMKIIOTPOITIII ) aMHHO ) -2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (7d).

Peaxmust TOK comm N-(6-6pommmpuanH-2-1i)-2-(MUKIONpOoNiIaMyHo )arietamuaa (7¢) u3 craaun-2 yka-
3anHO# BhIre (90 mr, 0,33 mmonb) ¢ 2-(3-kapbamow- 1 H-ungazon-1-nn)ykcycHort kucnotoit (2¢) (88 mr, 0,4
MMOJIb) TI0O METOMKE, IPUBEIACHHOMN I CTAIWK 3 CXEMBI 2, naJia mociie 00paboTKH PEaKIIMOHHON CMECH W OYH-
cTKH xpomarorpadueii [cmmmkarems (12 1), smompys CMASO B CHCl; ot 0 mo 40%] 1-(2-((2-((6-
OpOMIIUPHUINH-2-HIT)aMUHO )-2-0KCOITHI ) (ITUKIIOTIPOITHI )aAMHHO )-2-0KCcodTHI)- | H-uamazon-3-kapbokcamuy (7d)
(24 wr, 0,051 MMmoms, BEIXOX 15% 3a Tpu cTagum) B BUIE OEI0T0 TBEPAOTO BEUIECTBA.

'H SIMP (300 MT', IMCO-de) 10,96 (c, 1H), 8,17 (x, J=8,1 I';, 1H), 8,02 (1, J=8,1 ', 1H), 7,81-7,59
(m, 3H), 7,51-7,18 (M, 4H), 5,70 (c, 2H), 4,18 (c, 2H), 3,15-3,05 (m, 1H), 1,15-0,77 (M, 4H);

MC (ES+): 471,4 (M+1).
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IMomyuenue 1-(2-((2-((6-6poMITHPU TMH-2 -1JT)aMHHO ) -2 -0KCOATIIT)(METHII)aMHHO )-2-0Kc0oaTH )- 1 H-

uHa30I-3-KkapOookcamuaa (8d).

Cramust 1: momydenue Ttper-OyTii-(2-((6-OpoMmmpuanH-2-11)aMuHO )-2-0KCOITHI )(MeTHI)kapbamaTa
(8b).

Peaxmust 2-((TpeT-0yTOKCHKapOOHM )(METHIT)aMUHO)yKCycHOH kucaoTel (8a) (2 T, 10,57 MMmoinb) ¢ 6-
OpommupuauH-2-amMmuHOM (2b) (1,52 1, 8,81 MMOJIB) IO MeTOIMKe, IPUBEICHHON M1 cTamuu 1 cxemsl 2, maia
mociie 00paboTKH PEaKIMOHHONW CMECH M OYMCTKU XpomaTtorpaduei [cunukarens (24 1), amoupys EtOAc (0-
50%) B rekcane] Tper-OyTHi-(2-((6-OpoMIHpHUINH-2-1IT)aMUHO )-2-0KCOdTHI )(MeTri)KapbamaT (8b) (685 wr,
1,99 MmMomb, Berxoa 23%) B Bl 6€TI0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 10,90 (n, 1H), 8,06 (t, J=7,8 ', 1H), 7,74 (1, J=8,0, 3,6 ', 1H), 7,34
(m, J=7,7 T, 1H), 4,01 (m, J=7,5 I'u, 2H), 2,84 (1, J=8,0 I'y, 3H), 1,35 (x, J=27,9 I'y, 9H);

MC (ES+): 344,3 (M+1).

Cranus 2: noixyaenue N-(6-OpoMmupuuH-2-mi)-2-(MeTHiIaMuHo )aieraMmuaa (8c).

Peakmmst  Tper-OyTmi-(2-((6-OpoMnupHuIMH-2-1iT)aMHHO )-2-0Kco3THI ) (MeTHi)kapbamara (8b) (650 wr,
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1,89 mmoms) ¢ TOK (0,73 mi, 9,44 MMOITB) IO METOAUKE, TIPUBEACHHON IS CTaIUU 2 CXEMBI 2, 1aia mocjie 00-
paboTKM peakLMOHHOW CMECH M OYHMCTKH Xpomartorpadueil [cummukarens (12 1), smounpyss MeOH B CHCI; ot 0
1o 20%] N-(6-6pomnupuana-2-mn)-2-(MetniaamuHo ))areramus (8c) (285 mr, 1,17 mmons, BeIxon 62%) B Bue
6eIoro TBEpAOTO BEIECTBA C METAIUTMYECKIM OTTEHKOM;

'H SIMP (300 MI't, IMCO-dg) & 11,38 (c, 1H), 8,93 (c, 2H), 8,05 (n, J=7,9 I'u, 1H), 7,81 (t, J=8,0 I'y,
1H), 7,51-7,32 (m, 1H), 3,98 (¢, 2H), 2,62 (c, 3H);

MC (ES+): 244,3 (M+1).

Cramus 3: momydenue 1-(2-((2-((6-OpomMmupuIuH-2-1I1)aMUHO )-2-0KCOITHI )(METHIT)aMHUHO )-2-0KCOITHI )-
1H-unna3on-3-kapookcammuna (8d).

Peakmust  N-(6-Opommupuana-2-mi)-2-(MeTrwiiamuso ))arietamuna  (8¢) (90 wr, 0,37 mmomp) ¢ 2-(3-
kap6amomit-1H-unnazon-1-nm)ykcycHoit kucnoroit (2e) (88 mr, 0,4 MMOJB) 1O METOIMKE, NMPUBEACHHOW IS
cTaguu 3 cXeMsl 2, naja mocie o0paboTKM peakIMOHHOM CMECH M OYMCTKU XpomaTorpadueil [crmmkarens (12
r), omoupys CMA80 B CHCl; or 0 gm0 30%] 1-(2-((2-((6-OpommupuanH-2-11)aMUHO)-2-
OKCOATHI)(METHII)aMUHO )-2-0Kkco3TiN)- | H-unnazon-3-kapbokcamun (8d) (67 mr, 0,15 mmomns, Bexon 41% 3a
TPY CTaJluM) B BUZIE KEJITOTO TBEPOT'O BEIIECTBA;

'H AMP (300 MI'ty, IMCO-dg) & 11,30-10,84 (2¢ mpu 11,22, 10,94, 1H), 8,23-8,00 (M, 2H), 7,87-7,56 (M,
3H), 7,49-7,21 (m, 4H), 5,54 (2c ipu 5,61, 5,46, 2H), 4,34 (2c npu 4,47, 4,20, 2H), 3,04 (2¢ npu 3,23, 2,85, 3H);

MC (ES+): 467,4 (M+Na).
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MMomyuenne  (S)-1-(2-((1-((3-x70p-2-PTOPOECH3MIT)aMUHO)- | -OKCOMPOTTaH-2-HJT )aMHHO )-2-0KCOATHI )- 1 H-
nHAa301-3-kapbokcamua (9e).

Cramus 1: momyaenue (S)-tpeT-0yTnin-2-(2-(3-kapbamomi- 1 H-nuna3zon- 1 -mi)aneramuao))nponanoara (9b).

Peaxmmst (S)-tpeT-OyTHi-2-amuHomnponanoata (9a) (767 mr, 4,22 mmonb) ¢ 2-(3-kapbamom- 1 H-ungazon-
1-mm)ykcycHoit kucnoroit (2e) (1,02 r, 4,64 MMOIIb) IO METOANKE, PUBEJICHHON JUIA CTaNU 3 CXEMBI 2, Jaja
nocyie 00pabOTKN PEaKIMOHHOW CMeCH M OYMCTKHM Xxpomatorpadueii [cunmkarens (40 ), amoupyst CMASO B
CHCI; ot 0 mo 40%] (S)-tper-OyTmin-2-(2-(3-kapbamouni-1H-unnazon-1-mn)aneramuno)npomnanoar (9b) (965
Mr, 2,79 MMOJIB, BBIXOA 66%) B BHIIE OSIIOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 MT'y, IMCO-de) & 8,73 (1, J=7,1 Ty, 1H), 8,17 (1, J=8,2 T, 1H), 7,77-7,57 (m, 2H), 7,49-
7,33 (m, 2H), 7,26 (1, J=7,5 I'n, 1H), 5,22 (c, 2H), 4,23-4,06 (M, 1H), 1,38 (¢, 9H), 1,30 (1, J=7,3 I'n, 3H);

MC (ES+): 369,5 (M+Na); 345,4 (M-1).

Cramus 2: noyaenue (S)-2-(2-(3-kap6amowni-1 H-unmazon- 1 -mn)aneTaMuio )iponaHoBoit KUCIOTH (9¢).

Peaxmust (S)-Tper-0yTmin-2-(2-(3-kapbamoni-1H-unmazon-1-mr)anetamuno)npomanoara (9b) (900 mr, 2,6
mMmoutb) ¢ TOK (1,2 mur, 15,59 MMomb) o MeToAMKe, MPUBEACHHOMN IS CTaIuu 2 CXeMBbl 2, Jana mocie odpa-
0otk peaknuoHHOW cMecHu (S)-2-(2-(3-kapbamonn-1H-uHna3o:-1-wmm)aneraMu0)pornaHoBoi KUCIOTH (9¢)
(750 wr, 2,58 Mmoms, BEIxoq 99%) B Bune comu TOK, xoTopyro ncmonb30Bany Ha ciueayromeil ctaauu 6e3 1o-
TOJTHUTEIEHOW OYUCTKH.

Cramus  3: momywenue  (S)-1-(2-((1-((3-xmop-2-propOeH3uUIT)aMUHO)- 1 -OKCOTPOTIaH-2 -1 )aMUHO )-2-
okcoaTn)- 1 H-urnazon-3-kapookcamuna (9¢).

Peaxums TOK comu (S)-2-(2-(3-xapbamonn-1 H-unnazon- 1 -mm)aneramu o )nponanoBoit kuciotsl (9¢) (100
mr, 0,35 MMOJIB) U3 CTaauK-2, YKa3aHHOU BBIIIE, ¢ 3-xJ0p-2-hTopOeH3mmamunoM (9d) (66,0 mr, 0,413 MMoIb),
M0 METOJIMKE, NMPUBEACHHON Ul CTaauM 3 CXEeMBI 2, jayna nociie 00pabOTKM PEeaKIMOHHOW CMECH M OYHCTKH
[cmnmukarens (12 1), smoupys CMAS80 8 CHCI; ot 0 mo 50%] (S)-1-(2-((1-((3-xmop-2-propben3ui)amMuHo)-1-
OKCOIIPOTaH-2-11)aMHHO)-2-0kc0oaTi)- | H-uanazomn-3-kapbokcamun (9¢) (22 mr, 0,05 mmons, Berxox 15%) B
BUzIe OETIOr0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,68 (1, J=7,2 I'ny, 1H), 8,64-8,57 (m, 1H), 8,17 (1, J=8,0 T'u, 1H), 7,72
(c, 1H), 7,64 (n, J=8,6 I'u, 1H), 7,57-7,33 (M, 3H), 7,34-7,19 (M, 2H), 7,19-7,06 (M, 1H), 5,25 (c, 2H), 4,44-4,20
(M, 3H), 1,28 (1, J=6,9 I'u, 3H);

MC (ES+): 454,4 (M+Na); 430,4 (M-1).
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Monyuenne  1-(2-((2-((3-xy10p-2-¢TOpOEH3NIT)aMHUHO)-2-0KCOITHIT ) (LIUKIIONPOITUIT ) AMHHO ) -2 -OKCOITHI) -
1H-unnazon-3-kapbokcamua (10c).

Cramust  1: momyuyenume  1per-OyTi-(2-((3-xop-2-¢gropOeH3muia)aMuHO)-2-0KCOITHII ) LIUKJIOTIPOTIHI)-
kapOamara (10a).

Peaxmust 2-((TpeT-0yTOKCHKapOOHM )(IUKIIOTIPOITHI ) aMIHO ) YKCYCHOM KUCIIOTHI (7a) (250 mr, 1,16 MMOIIB)
¢ 3-xyop-2-propoenzmnamuaom (9d) (185 mr, 1,16 MMOIIB) IO METOIUKE, IPUBEACHHOHN IS CTAIUHN 3 CXEMBI 2,
Jlaa mocie 00paOboTKH peaKIMOHHOW CMECH M OYHCTKH Xpomatorpadueii [cunukarens (40 1), amonpys EtOAc
B rekcane oT 0 go 50%] tper-Oytui-(2-((3-xmop-2-PpTopOeH3MIT)aMHUHO)-2-0KCOITHI)(IIUKIIOTIPOIIIII)KapOaMat
(10a) (365 wmr, 1,02 mmoib, BeIxon 88%) B BuAe OSCIIBETHOTO Maca,

'H SIMP (300 MI'n, IMCO-dg) & 8,42 (t, J=5,9 ', 1H), 7,53-7,42 (m, 1H), 7,34-7,23 (m, 1H), 7,22-7,11
(M, 1H), 4,33 (&, J=5,7 I', 2H), 3,76 (c, 2H), 2,67-2,54 (m, 1H), 1,46-1,10 (M, 9H), 0,68-0,43 (M, 4H);

MC (ES+): 379,4 (M+Na).

Cranus 2: noxyaenue N-(3-xyop-2-¢pTopoensmn)-2-(uukiaonpommiamuHo Janetamuaa (10b).

Peakmmst  Tper-OyTmi-(2-((3-x10p-2-propOeH3m)aMiHO)-2-0KcoaTIiT)(IuKIonponmwi)kapdamara  (10a)
(365 wmr, 1,02 mmoms) ¢ TOK (0,54 mut, 6,97 MMOJIB) IO METOAMKE, IPUBEICHHOMN I CTAAUU 2 CXEMBI 2, mana
nocsie 00paboTku peakunoHHoi cMecu N-(3-xsop-2-¢ropoensnin)-2-(ruknonponmwiamuno))aneramMus (10b) (265
mr, 0,715 mmouns, Beixon 61,5%) B Buae conu TOK, koTopyro UCIONB30BAM Ha CICIYIONICH cTaauu 0e3 T0Io-
HHUTEIIbHON OYHNCTKHU,

MC (ES+) 257,3 (M+1).

Cramus  3: monyuenue 1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI ) IAKIOTIPOTIHII ) aMHHO )-2-
okcoatnn)- 1 H-uanazon-3-kapooxcamun (10c).

Peakmust TOK comu N-(3-xmop-2-propbensmn)-2-(rukinonponuinamuHo ))anetamuna (10b) (150 mr, 0,41
MMOJIb) M3 CTaJNU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazon-1-un)ykcycHoi kuciotoit (2¢) (106 mr,
0,49 MMOIIB) IO METOIMKE, IPUBEJACHHOM JUIS CTaUK 3 CXeMBI 2, fana nocie 00padoTKH peakIOHHOW CMECH H
ounctkd [cunukarens (12 1), osmompys CMASO B CHCl; or 0 no 40%)] 1-(2-((2-((3-xmnop-2-
(TOpOCH3MIT)aMHUHO )-2-0KCOITHI ) (LIMKIOTPOITHIT )aMHHO)-2-0KcoaTHI)- | H-uHnaszon-3-kap6okcamun  (10c) (85
mr, 0,19 Mmmounb, BBIX0a 46%) B BHIE OSIIOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 MT'u, IMCO-dg) & 8,51 (T, J=5, 8 T, 1H), 8,18 (x, J=8,1 I'ui, 1H), 7,74 (c, 1H), 7,64 (x,
J=8,5 I'n, 1H), 7,52-7,33 (M, 3H), 7,31-7,16 (M, 2H), 7,16-7,05 (M, 1H), 5,67 (c, 2H), 4,33 (1, J=5,5 I'u, 2H),
3,98 (c, 2H), 3,14-2,99 (m, 1H), 1,08-0,95 (m, 2H), 0,95-0,86 (M, 2H);

PF SIMP (282 MTI'n, IMCO) & -121,33;

MC (ES+): 458,5 (M+1); 456,5 (M-1).

10b

CxeMa 11
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10b

[Tomyuenne 3-(3-(2-(3-xy0p-2-propOeH3nITaAMUHO )-2 -0KCOITHI) -3 -IUKIOTpOoTIITypeno )- | H-uamon-1-
kapOokcammna (11Db).

Cycnienzuto 1-kap6amoni-1H-urmon-3-kap6onunazuaa (11a) (50 mr, 0,22 MMOJIb, TOJIYI€HHOTO MO METO-
JvKe, onncanHoro Altmann, Eva et al. B mexnynapoauoit myonukaun PCT WO 2012/093101) B Tomyose (10
MJI) KAISITAWIN B TedeHue 1,5 4. [lomydeHHslii OecliBEeTHBIN pacTBOp OXJIAAWIN 10 KOMHAaTHOW TeMIEpaTyphsl U
npubasuiy pactBop N-(3-x10p-2-propdensmn)-2-(uukionponmwiamuno)aneramuaa (10b) (56,0 mr, 0,22 Mmois)
B TT'® (5 M), u TpusTrnamune (0,061 Mk, 0,44 MMoib). PeakiimoHHyI0 cMech epeMenInBaIi TPy KOMHATHOH
TeMIlepaType B TE€YEHHE 3 4 W KOHIECHTPUPOBaIM B BakyyMme. [1oJydeHHBIH OCTaTOK OYMINATN KOJOHOYHOM
(m-xpomarorpadueii [crmkarens (24 1), smonpys CMAS80 8 CHCI; ot 0 mo 40%)] ¢ momryuennem 3-(3-(2-(3-
XJI0P-2-PTOPOCH3MITAMUHO )-2-0KCOITH -3 -IIUKIIoTpoTiuTypenno)- | H-unnon-1-kapbokcamuaa (11b) (42 wr,
0,092 mmous, BeIxom 42%) B BUAE OSIOTO TBEPIOTO BEIIECTBA;
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'H SIMP (300 MI'y, JIMCO-dg) & 8,47 (1, J=5,9 I', 1H), 8,33-8,23 (M, 2H), 8,03 (c, 1H), 7,67 (n, J=7,7
I'w, 1H), 7,55-7,39 (M, 1H), 7,37-7,23 (m, 2H), 7,23-7,14 (M, 2H), 4,36 (1, J=5,7 I'ni, 2H), 3,99 (c, 2H), 2,99-2,84
(M, 1H), 1,01-0,88 (M, 2H), 0,80 (x, J=3,8 T'rt, 2H);
F SIMP (282 MI'n, IMCO-dg) & -121,33 (t, J=6,9 I');
MC (ES+) 458,5 (M+1).
Cxema 12
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Honyyenne 1-(2-(1-(3-xm0p-2-PTOPOCHIUITAMHUHO )-2-MCTHII- 1 -OKCOIPOIMaH-2-UIaMHHO)-2-0KcodTri)- 1 H-
uHaa30-3-kapookcamunaa (12d).

Cranus 1: momydenue tpeT-0yTui-2-(2-(3-x10p-2-gropdeHu)nponan-2-niaMiHo)-2-0KCOITHIIKapOaMaTa
(12b).

Peaxmust 2-(TpeT-0yTOKCHKapOOHUIIAMHUHO )-2-METUIIIPONIaHOBOK KUCIIOTHI (12a) (650 mr, 3,2 MMoIb) ¢ 3-
xyop-2-propdenzmnamunom (9d) (425 mr, 2,67 MMOJb) IO METOAMKE, TMIPUBEACHHON IS CTaIUHd 3 CXEMBI 2,
Jlama mocie 00paOboTKH peaKIMOHHOW CMECH U OYHCTKH Xpomatorpadueii [cunukarens (12 1), amoupys EtOAc
B rekcane ot 0-50%] Tper-OyTmin-2-(2-(3-xsop-2-propdenun)nponan-2-mIaMuHO)-2-okcodTriakapoamat (12b)
(752 wr, 2,18 mmois, BeIX0 82%) B BUIe OIIOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MTI'ti, IMCO-dq) & 8,16 (c, 1H), 7,51-7,28 (m, 2H), 7,18-7,04 (m, 1H), 6,99 (c, 1H), 4,29 (x,
J=5,5 T, 2H), 1,46-1,33 (M, 9H), 1,30 (c, 6H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,85;

MC (ES+): 345,4 (M+1), 367,4 (M+Na).

Cranus 2: noixydenue 2-aMuHo-N-(2-(3-xnop-2-¢pTopdennn)nponan-2-un)aneramua (12c).

Peakums Tper-OyTmin-2-(2-(3-xnop-2-¢propdeHun)nponan-2-uiaMrHo)-2-okcodTriaKkapbamara (12b) (700
mr, 2,030 mmonb) ¢ TOK (0,94 M, 12,18 MMOIIB) 10 METOUKE, IPUBEICHHON IS CTaiu 2 CXEMBI 2, Taja Imo-
ciie 00paboTku peakiponHoi cmecu TOK conpb 2-amuHO-N-(2-(3-x510p-2-hTOpdheHmn)nponan-2-1ui)aleTaMuaa
(12¢) (725 wmr, 2,02 mMonb, BeIxox 100%) B BUe TOIyTBEPOTO BELIECTBA, KOTOPOE MCIIOIL30BAIN Ha CIEYIO-
HIel craguy 0e3 TOMOJHUTEILHON OYNCTKY,

'H SIMP (300 MTI'u, JIMCO-dg) 8,93 (r, J=5,6 T, 1H), 8,21 (c, 2H), 7,50 (t1, J=7.4, 2,1 T'u, 1H), 7,31-
7,14 (m, 2H), 4,40 (&, J=5,5 T'u, 2H), 1,48 (¢, 6H);

PF SIMP (282 MTI'n, IMCO) & -73,40, -121,12;

MC (ES+): 245,3 (M+1).

Cramus  3: momydenume 1-(2-(1-(3-xmop-2-hTopOeH3NITAMIHO )-2-METHII- | -OKCOTIPOITaH-2-UIaMIHO )-2-
okcodtmn)- 1 H-uanazon-3-kapookcammna (12d).

Peaxkmms TOK comn 2-amuHO-N-(2-(3-x10p-2-hropdenmn)npomnan-2-mn)aneramuna (12c) (300 mr, 0,836
MMOJIb) U3 CTaANH-2, YKa3aHHOH BHIIIE, ¢ 2-(3-kapOoamomni-1H-nanazon-1-mi)ykcycHolt kucnoroit (2e) (220 wr,
1,0 MMOJIB) IO METOJMKE, IPUBEICHHOM I CTAAUU 3 CXEMBI 2, Jaja mocjie 00pabOTKH PEaKIMOHHOW CMECH U
ouncTkH [cunukarens (12 1), amonpyst CMA80 B CHCI; ot 0 no 40%] 1-(2-(1-(3-xsop-2-dropOeH3ninaMuno)-2-
MeTHI- 1 -OKconponan-2-uIaMHuHO)-2-0kco3TH)- | H-nanazon-3-kapookcamuz (12d) (185 mr, 0,42 MMoutb, BEIXOA
50%) B Buze 0eyroro TBEpIOTO BELIECTBA;

'H SIMP (300 MI'u, IMCO-dq) & 8,58 (c, 1H), 8,36 (T, J=5,9 T'u, 1H), 8,19 (1, J=8,1 I'n, 1H), 7,69 (c, 1H),
7,62-7,53 (m, 1H), 7,46-7,32 (M, 3H), 7,30-7,14 (M, 2H), 6,92 (T, J=7.9 I'y, 1H), 5,24 (c, 2H), 4,32 (&, J=5,6 'Ly,
2H), 1,41 (c, 6H);

PF SIMP (282 MTI'r, IMCO-dg) & -121,89;

MC (ES+) 446,5 (M+1), 468,5 (M+Na).
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CxeMma 13
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[Tonyuenne (R)-1-(2-((1-((3-xs0p-2-(p TOpOEH3MIT ) aMHHO )-3-METOKCH- | -OKCOTIPOTIaH-2-HJT)aMHHO )-2-
okcodtmn)- 1 H-uanazon-3-kap6okcamuna (13d).

Cramust 1: nomydenue (R)-tper-Oytmin-(1-((3-xmop-2-pTopOben3nin)aMuHo)-3-MeTOKCH- 1 -oKconponan-2-
win)kapbamara (13b).

Peaxmms (R)-2-((Tper-OyToKcHKapOOHMIT)aMHUHO)-3-MeToKcunponanoBoii kucinotel (13a) (382 wmr, 1,74
MMOJIB) ¢ 3-xJ10p-2-propbensunamuHom (9d) (232 wmr, 1,45 MMonB) O METOAMKE, IPUBEICHHON JUTS cTaany 3
cXeMbl 2, nmana mocie oOpabotku peakuumonHoit cmecu (R)-tper-OyTmi-(1-((3-xmmop-2-¢hpTopOeH3mn)aMuHo)-3-
METOKCH- | -okcomnpomnaH-2-mr)kapoamar (13b), KOTOpyrOo HCITONB30BAIM B TAKOM BHJIE Ha CIIEAYIONIEH CTaInu;

MC (ES+): 383,4 (M+Na).

Cramus 2: noyaenue (R)-2-amuHo-N-(3-x10p-2-pTopOen3mn)-3-meTokcunponanamua (13c).

Peakmst  (R)-tper-0yTnn-(1-((3-xsop-2-propOeH3ni)aMuHO )-3-MeTOKCH- | -okcoTponian-2-mi)kapbamara
(13b) (525 wr, 1,45 mmons) ¢ TOK (2,02 mi, 26,2 MMOJIB) 1T0 METOIUKE, IPUBEACHHON JJISI CTAUH 2 CXEMBI 2,
Jama mocine o0paboTkm peaknmonHHOW cMecHm T®OK comp  (R)-2-amuHO-N-(3-X710p-2-hTOpOeH3MI)-3-
MeTokcunpomnanamuna (13c) (379 wmr, 1,45 mmons, Berxon 100%), KOTOpyro MCIONB30BAIN HA CICIYIONICH CTa-
iy Oe3 TOTIOTHUTENILHOM OYHCTKY;

MC (ES+): 261,3 (M+1).

Cramus  3:  momywennme  (R)-1-(2-((1-((3-xmop-2-¢pTopOen3min)aMuHo)-3-MeToKCH- 1 -oKkconponan-2-
WIT)aMHHO)-2-0kcodTrn)- | H-nanazon-3-kapookcamuna (13d).

Peaxums TOK comu (R)-2-amuno-N-(3-xmop-2-dpropoensuin)-3-merokcunponanamunaa (13c) (379 mr, 1,45
MMOJIb) M3 CTaJNU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazon-1-un)ykcycHoi kucinotoi (2¢) (382 mr,
1,75 MMoOIB) IO METOIMKE, TIPUBEICHHOM ISl CTAJMK 3 CXEMBI 2, ajia 1mocie 00paboTKH peaKIMOHHONH CMECH U
OUYNCTKH Xpomarorpadueii [cunukarens (24 1), smoupys MeOH B CHCI; ot 0 mo 40%] (R)-1-(2-((1-((3-xm0p-2-
(hropOEeH3MIT)aMHUHO )-3-METOKCH- | -OKCOTIPOITaH-2-1i1)aMHHO )-2-0kcodTwi )- | H-unnazon-3-kapbokcamun  (13d)
(32 mr, BeIXOA 5%) B BHIIE OEIIOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,78-8,66 (M, 2H), 8,18 (ar, J=8,2, 1,0 I'n, 1H), 7,72 (c, 1H, obmeHu-
Baromuiics ¢ D,0), 7,64 (m, J=8,5 T'u, 1H), 7,54-7,35 (M, 3H, 1H, oobmenuBarommutics ¢ D,0), 7,31-7,22 (M, 2H),
7,20-7,10 (m, 1H), 5,30 (x, J=2,3 ', 2H), 4,57-4,47 (m, 1H), 4,46-4,28 (M, 2H), 3,65-3,50 (M, 2H), 3,28 (c, 3H);

F SIMP (282 MI'n, JIMCO-dg) & -121,28;

MC (ES+): 484,5 (M+Na); (ES-) 496,4 (M+Cl).

Cxema 14
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[Monyuenne 1-(2-((1 —((3—xnop-2-q)Top6eH3Hn)Kap6aMoHn)uHKnoneHTHn)aMHHo)—Z—OKCOBTHH)— 1H-
nHAa301-3-kapbokcamuna (14d).

Cranus 1: nomxyaenue tper-0yTmi-(1-((3-x10p-2-dropdensmn)kapbamont)uKIoneHTH)Kapoamara (14b).

Peakmus  1-((TpeT-0yTOKCHKAapOOHIIT)aMUHO )IIUKIIOTICHTAHKApOOHOBO# KkuciaoTel (14a) (650 wmr, 2,85
MMOJIB) ¢ 3-xy0p-2-propbensunamutoM (9d) (379 wmr, 2,37 MMOINB) IO METOANKE, IPUBEICHHON JUTd cTaany 3
CXeMBI 2, naya nocyie 00paboTKH peakIMOHHON CMECH M OYUCTKH Xpomarorpaduei [cuimmkarens (12 r), smroun-
pys EtOAc B rekcane, 0-50%] tper-OyTui-(1-((3-x10p-2-dropOeH3nn)kapOaMOmI)IUKIONCHTIII)Kapoamar
(14b) (650 wmr, 1,73 mmoub, BeIXoA 74%) B BUfe OCIOTO TBEPOTO BEIICCTBA;

'H SIMP (300 MI'u, IMCO-dg) 8,15-8,06 (m, 1H), 7,43 (1, J=7,1 T'u, 1H), 7,35 (1, J=7,1 Tu, 1H), 7,19-
7,06 (m, 2H), 4,31 (&, J=5,9 I'u, 2H), 2,07-1,92 (M, 2H), 1,89-1,71 (M, 3H), 1,65-1,55 (M, 3H), 1,38 (c, 9H);
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MC (ES+): 371,4 (M+1), 393,4 (M+Na).

Cranus 2: noixydenue 1-amuno-N-(3-x10p-2-propOeH3un)unkioneHTankapookcamuaa (14c).

Peaxmmst TpeT-0yTri-(1-((3-xmop-2-pTopdensmn)kapdamorn)iukionenTm)kapoamara (14b) (650 mr, 1,75
mMmoutb) ¢ TOK (1,35 M, 17,53 MMoJIb) IO METOAMKE, IPUBEACHHON I CTalK 2 CXEMBI 2, Jajia mociie oopa-
00TKM peaknuoHHOW cMmecu |-amuHO-N-(3-xmop-2-dropoensun)uukinonenTankapookcamua (14c) TOK comp
(675 wmr, 1,75 mmoms, Berxox 100%) B Buae OeCIIBETHOTO Maciia, KOTOPOE MCIOIH30BAIHN Ha CIEAYIONIeH CTaann
0e3 TIOTTOTHUTETHHOI OUHCTKHY;

'H SIMP (300 MI'u, IMCO-d) & 8,86 (T, J=5,2 I'n, 1H), 8,17 (c, 2H), 7,50 (t, J=7,4 T, 1H), 7,32-7,13
(M, 2H), 4,40 (n, J=5,2 I'u, 2H), 4,13 (c, 1H), 2,10 (c, 2H), 1,86 (z, J=15,6 'y, 6H);

PF SIMP (282 MTI', IMCO) & -73,25 (T®K); -121,06;

MC (ES+): 271,3 (M+1).

Cramus 3: nomyuenue 1-(2-((1-((3-xmop-2-dropOeH3min)kapOaMOmIT)IUKIONICHTHIT)aMHHO )-2-0KCOITHII)-
1H-unnazon-3-kapookcamuna (14d).

Peakmus TOK comu 1-amunr0-N-(3-x510p-2-hTOopOeH3mi)uKioneHTankapookcamuaa (14c) (117 mr, 0,53
MMOJIb) U3 CTaANH-2, YKa3aHHOH BHIIIE, ¢ 2-(3-kapoamomni- 1 H-nanazon-1-mm)ykcycHolt kucnoroit (2e) (116 wmr,
0,53 MMOJIb) IO METOIMKE, TPUBEJACHHOMN JUIS CTaUK 3 CXeMBI 2, jana nocie 00padoTKH peakOHHOW CMECH H
OuMCTKH XpomaTorpadueii [cunukarens (12 1), amoupys CMAS80 8 CHCI; ot 0 mo 40%)] 1-(2-((1-((3-xm10p-2-
(hropOeH3MIT)KapOaMONIT ) IIMKIIONIEHTHIT ) aMUHO )-2-0kcodTin)- | H-uagazon-3-kapookcamun (14d) (62 wr, 0,13
MMoJIb, BEIXo 30%) B Buze 6€70Tr0 TBEPAOTO BEIIECTBA;

'H IMP (300 MI'u, IMCO-d) & 8,63 (c, 1H), 8,37 (1, J=5,9 T'u, 1H), 8,17 (1, J=8,1 I'n, 1H), 7,65 (c, 1H),
7,57 (m, J=8,5 I'u, 1H), 7,45-7,31 (m, 3H), 7,31-7,20 (m, 1H), 7,20-7,09 (M, 1H), 6,91 (1, J=7,9 ', 1H), 5,25 (c,
2H), 4,33 (n, J=5,7 I'n, 2H), 2,15-1,97 (M, 2H), 1,96-1,80 (M, 2H), 1,77-1,59 (M, 4H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,99;

MC (ES+): 472,5 (M+1).

Cxema 15

<l ol
HATU, DEA F TDK F
o —— H - H
Eincl i BocHN M
I HzM
150 G 15¢

NH; F
o cl
15
2 ad
o
a j..OH .
i 1M <l
3 H
n A
Hoa

HATU DIEA 15d

IMomyuenue (S)-1-(2-((1-((3-x110p-2-Ppropdensun)amuuo)- 1 -okco-3-peHmmnponan-2-1ia)aMHHO )-2-
okcoaTin)- 1 H-unnazon-3-kapookcamuna (15d).

Cramuss  1: mnomyuenne (S)-tper-Oytuin-(1-((3-x10p-2-propOeHsmn)ammno)-1-okco-3-penunmnponan-2-
win)kapbamara (15b).

Peakmust  (S)-2-((TpeT-0yTOKCHKapOOHMIT)aMHHO )-3-QEeHIIITPONIaHoBOM kucioThl (15a) (475 wr, 1,79
MMOJIB) ¢ 3-xJ0p-2-pTopbersmiamunom (9d) (238 mr, 1,49 MMoIb) MO METOAVKE, MPUBSIACHHON M CTaIuHU 3
CXeMbl 2, jana mociie 00paboTku peaknmuoHHOUW cMech (S)-tpeT-OyTui-(1-((3-xmop-2-dpTopOeH3mn)aMuHo)-1-
okco-3-permnmponan-2-mwi)kapoamar (15b), KoTopsIid OO UCTIONH30BAH B TAKOM BHJIE Ha CIEAYIOMIEH CTaINH;

MC (ES-): 441,4 (M+CD).

Cramus 2: noyaenue (S)-2-amuao-N-(3-x510p-2-PTOpOeH3m)-3-penmmponanamuia (15c¢).

Peaxius (S)-tper-OyTun-(1-((3-x10p-2-PpropdeH3un)aMmuno)- 1 -okco-3-penmmponan-2-ui)kapdbamaTa
(15b) (607 mr, 1,5 mmons) ¢ TOK no mMeroauke, IpUBEACHHON ISl CTaIUH 2 CXEMBI 2, nana mocie o0padoTKu
peakponHoi cmecu TOK conb (S)-2-amuno-N-(3-x510p-2-hTopOen3mn)-3-pernnmnponanamuna (15¢) (458 wr,
1,49 mmoib, 83%), KOTOPYIO HCIOIB30BAN HA CICAYIOIICH cTaquu 0e3 JOMOTHUTEIBHON OUHCTKY;

MC (ES+): 307,4 (M+1), (ES-) 305,2 (M-1).

Cramus 3: momydernwne (S)-1-(2-((1-((3-xm0p-2-PpTOopOeH3mn)aMuHo)- 1 -okco-3-GeHuIponan-2-muir)aMuHO )-
2-oxcoatun)-1 H-uanazon-3-kapookcamuma (15d).

Peakmust TOK comu (S)-2-amuno-N-(3-x510p-2-pTopoen3mn)-3-pennnmnpomnanamuna (15¢) (458 wmr, 1,49
MMOJIb) M3 CTaUU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazomn-1-un)ykcycHoi kucinotoi (2¢) (393 mr,
1,79 MMomb) IO METOIWKE, IPUBEIACHHOMN ISl CTAJMH 3 CXEMBI 2, aja 1mocie 00paboTKH peaKIMOHHONH CMECH U
OUYHNCTKH Xpomartorpadueii [cummkarens (24 r), amoupys MeOH B CHCI; ot 0 mo 40%] (S)-1-(2-((1-((3-x110p-2-
¢ropOeH3MIT)aMIHO)- 1 -0KCco-3 - eHmImponaH-2-11)aMIHO)-2-0kcoaTii)- | H-unnazon-3-kapookcamun (15d) (66
MT, BBIX0J 13%) B BHIe OETI0Tr0 TBEPAOTO BEIIECTBA C METAIUINYECKUM OTTCHKOM;

'H SIMP (300 MI'n, IMCO-d¢) & 8,79-8,67 (m, 2H), 8,15 (ar, J=8,2, 1,0 'y, 1H), 7,65 (c, 1H), 7,47 (11,
J=7,5, 1,9 I'u, 1H), 7,42-7,35 (M, 3H), 7,30-7,19 (m, 6H), 7,14-7,00 (m, 2H), 5,31-5,08 (M, 2H), 4,64-4,53 (M,
1H), 4,44-4,21 (m, 2H), 3,11-2,97 (m, 1H), 2,92-2,75 (M, 1H);
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"F SIMP (282 MT'n, IMCO-dg) & -121,21;
MC (ES+): 530,5 (M+Na); (ES-): 506,5 (M-1), 542,4 (M+Cl).

Cxema 16
3 l 2l
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IMomyuenue 1-(2-((2-((3-xJy10p-2-TOPOCH3NIT)aMHUHO )-2-OKCOITHIT)aMHHO )-2-0Kc0oaTm)- 1 H-uHnazom-3-
kapOokcamma (16d).

Cramus 1: moydenue tpet-0yTui-(2-((3-xmop-2-hTopOeH3uia)aMuHO )-2-0Kcod T )kapOamarta (16b).

Peakmmst 2-((TpeT-OyTOKCHKapOOHIIT)aMHUHO)yKCYyCHOM KkucnoThl (16a) (4 T, 22,83 mMMmoinb) ¢ 3-xJop-2-
¢dropbensunamuaom (9d) (3,31 r, 20,76 MMOIB) 10 METOIUKE, IPUBEICHHON JUIS CTAIUH 3 CXeMBI 2, aia mocie
00paboOTKN PEaKIMOHHON CMECH M OYHCTKH XpoMaTtorpadueit [cunukarens (80 ), amoupys EtOAc B rekcane ot
0 mo 60%] Tper-OyTmi-(2-((3-xmop-2-propbeH3mn)aMmuHo)-2-0kcodTimn)kapoamar (16b) (4,09 r, 12,91 mmons,
BEIX0JT 62%) B BUJIC 0EJIOT0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MT'y, IMCO-dg) & 8,37 (t, J=5, 8 T'i, 1H), 7,53-7,41 (m, 1H), 7,35-7,23 (m, 1H), 7,24-7,12
(M, 1H), 7,05 (t, J=6,0 T'u, 1H), 4,33 (1, J=5,8 I', 2H), 3,57 (#, 2H), 1,38 (¢, 9H);

F SIMP (282 MI'n, JIMCO) & -121,38;

MC (ES+): 339,4 (M+Na).

Cranus 2: noixydenue 2-aMuHo-N-(3-x10p-2-dpropOensmn)aneramua (16c¢).

Peakmmst  Tper-OyTmi-(2-((3-xi0p-2-propOeH3mI)aMUHO)-2-0KcoaTn)Kapbamara (16b) (4,08 1, 12,88
MmoJib) ¢ TOK (4,96 mit, 64,4 MMOITB) IO METOJMKE, IPUBSACHHOW JJIsl CTQJAWU 2 CXEMBI 2, ana mocie obpa-
6otku peaknnoHHon cMecn TOK comb 2-amuHO-N-(3-x510p-2-PTOopdensmn)aneramuna (16¢) (9,07 Mmoib, BbI-
xon 70%) B BUAe OeIOoro TBEPAOTO BEIIECTBA, KOTOPOE HCITOJIF30BAM Ha CIEAYIONMEH cTamuu 0e3 ITOTOTHH-
TEILHON OYHCTKH;

'H SIMP (300 MI'n, IMCO-de) & 8,94 (1, J=5,7 T, 1H), 8,04 (c, 3H), 7,56-7,45 (m, 1H), 7,40-7,29 (M,
1H), 7,27-7,15 (M, 1H), 4,41 (z, J=5,7 I'n, 2H), 3,62 (c, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,32, -120,87;

MC (ES+) 217,2 (M+1).

Cramus  3: momyuenue 1-(2-((2-((3-xmop-2-¢pTopOeH3MIT)aMHUHO )-2-0KCOITHI JAMHHO )-2-0KCOATHI)- 1 H-
nHAa301-3-kapbokcamuna (16d).

Peaxmms TOK comu 2-amuno-N-(3-x710p-2-propdensmn)aneramuga (16¢) (160 mr, 0,48 mmons) u3 cra-
IMH-2, yKa3aHHOH BbIme, ¢ 2-(3-kapbamomi-1H-unnaszon-1-mm)ykcycHoit kucnoroit (2e) (127 mr, 0,58 mMmoib)
M0 METOJIMKE, NMPUBEACHHON Ul CTaauM 3 CXEeMBI 2, jana nociie 00pabOTKM PEeakIMOHHOW CMECH M OYHCTKH
xpomarorpapueir [cunmkarens (12 1), smoupys CMA80 B CHCIl; or 0 mo 40%)] 1-(2-((2-((3-xm0p-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KkcoaTmi)- 1 H-urnazon-3-kapboxcamun (16d) (120 mr, 0,29 mmonns,
BBIX0JT 59%) B BHJIe 0EJI0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI', IMCO-de) & 8,59 (t, J=5,7 T, 1H), 8,54 (1, J=5,7 I'n, 1H), 8,18 (n, J=8,0 I'uy, 1H),
7,75-7,61 (M, 2H), 7,54-7,34 (M, 3H), 7,33-7,20 (m, 2H), 7,20-7,10 (M, 1H), 5,26 (¢, 2H), 4,36 (m, J=5,6 'y, 2H),
3,82 (m, J=5,5I'n, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,23;

MC (ES+): 418,5 (M+1), 440,4 (M+Na); 416,3 (M-1).

Cxema 17
Q My
s
HZN}LN 0

11a H V 0o =2
o, o o a
v/ N~ N7 e EtsM, N e}
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[Monyuenne  3-(3-(2-((6-OpoMIHMpPHINH-2-1IT)aMHHO)-2-0KCOATHII)-3-IUKIONponmtypeno)- 1 H-unnon-1-
kapOokcamuza (17a).
Peakmus N-(6-OpommupuanH-2-11)-2-(IUKIOIponmiaMuHo )arietamuna (7¢) ¢ 1-kapoamown-1H-uamomn-3-
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kapOonunazugom (11a) (50 mr, 0,22 MMoIb) 1O METOJMKE, IPUBEACHHON Ha cxeme 11 nmana mociie 0OpaboTKH
PCaKIMOHHOM CMECH M OYMCTKH KOJIOHOYHOW ¢imur-xpomarorpadueii (cmmkarens, 24 T, smounpys CHCl;-
CMA80 0-40%) 3-(3-(2-((6-6poMmupHIUH-2-HIT)aMIHO )-2-0KCOATHI ) -3 -IIUKIonponniIypeno)- | H-namon-1-
kapOoxcamup (17a) (108 mr, 0,23 MMo1s, BEIX0X 76%) B BUE OETI0TO TBEPAOTO BEUICCTBA;

'H SIMP (300 MI'u, IMCO-de) & 10,95 (c, 1H), 8,35-8,22 (M, 2H), 8,07 (1, J=8,2 T'u, 1H), 8,02 (c, 1H),
7,78-7,64 (M, 2H), 7,42 (c, 2H), 7,34 (n, J=7,7 I'n, 1H), 7,31-7,15 (m, 2H), 4,19 (c, 2H), 3,06-2,89 (m, 1H), 1,05-
0,87 (m, 2H), 0,85-0,72 (M, 2H);

MC (ES+): 471,4 (M+1), 493,4 (M+Na).

Cxema 18

HATU DIEA \:@
BockN NHZ BocHN
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HATU, DIEA 184

[Monyuenne (S)-1-(2-((1-((3-xmop-2-hTopOEeH3MIT )aMHHO )- | -OKCOTeKCaH-2-HJT1)aMHHO )-2-0Kco3Tv)- 1 H-
nHAa3o0i-3-kapbokcamuna (18d).

Cramust 1: momyuenue (S)-tper-Oytmi-(1-((3-x10p-2-dpropOeH3min)amMuHo)- 1 -okcorekcan-2-mi)kapoamaTa
(18b).

Peaxuus (S)-2-((TpeT-OyTOoKcHMKapOOHMIT)aMUHO )rekcanoBoi kuciotsl (18a) (0,42 1, 1,8 MMonb) ¢ 3-xmop-
2-¢propoenzmnamunom (9d) (0,239 r, 1,5 MMoIb) IO MeTOMKE, IPUBEACHHOM ISl CTaANHU 3 CXEMBI 2, jaia Io-
cie o0paboTku peaknuoHHOW cMmecu (S)-Tper-OyTHi-(1-((3-xm0p-2-hTopOeH3nIT)aMuHO)- 1 -OKcoreKkcan-2-
min)kapbamar (18b), KoTopslii OBUIO NCIIONIB30BaHO B TAKOM BHJIE Ha CIEAYIOIICH CTaIHu.

Cramus 2: noyaenue (S)-2-amuHO-N-(3-x510p-2-pTropdbensmn)rekcanamua (18c¢).

Peaxmms (S)-tpet-OyTr-(1-((3-xmop-2-pTopdbensmn)amuHo)- 1 -okcorekcan-2-min)kapoamara (18b) (0,56 r,
1,5 mmomp) ¢ TOK (2,08 mit, 26,9 MMOJIb) IO METOAMKE, TTPUBEACHHON I CTaluu 2 CXEMBI 2, aja mocie 00-
pabotku peaknuonHoit cmecu TDK comb (S)-2-amuaO-N-(3-x510p-2-PTOpOeH3mI)rekcanamuna (18c) (9,07
MMOJIB, BEIX0 70%), KOTOPYIO NCTIOIH30BAIH B TAKOM BHUJIC Ha CICAYIOIICH CTa UM,

MC (ES+): 273,4 (M+1).

Cramus  3: momyuenue  (S)-1-(2-((1-((3-xmop-2-dpropObeH3un)aMuHo)- 1 -okcorekcaH-2-1i1)aMHHO)-2-
okcoaTin)- 1 H-unna3on-3-kapookcamuna (18d).

Peakmus TOK comu (S)-2-amunao-N-(3-x110p-2-TopOen3mn)rekcanamuna (18c) (408 mr, 1,5 mmons) u3
CTaauu-2, yKa3aHHOH Bblle, ¢ 2-(3-kapb6amonin-1H-nnna3on-1-mn)ykcycHoit kucnoroi (2¢) (393 mr, 1,8 Mmoub)
10 METOJMKE, TPUBEACHHON Ul CTaauu 3 cXeMbl 2, pana mocie o0paboTku peakiuonHoi cmecu (S)-1-(2-((1-
((3-xmop-2-hTopObeH3mIT)aMruHO)- 1 -OKCOTEeKCaH-2-1J1)aMHHO )-2-0KcodTHN )- | H-nanazon-3-kapbokcamun  (18d)
(56 mr, 0,12 MmO, BEIX0A 8%) B BHIIE OEIIOTO TBEPOTO BEIIECTBA C METAUNIMIECKUM OTTEHKOM;

'H SIMP (300 MTIw, JIMCO-d¢) 6 8,76-8,62 (M, 2H, obmenuBatomumiicst ¢ D,0), 8,24 (x, J=8,1 I'u, 1H),
7,76 (c, 1H, oobmenuBarommiics ¢ D,0), 7,69 (n, J=8,6 I'u, 1H), 7,60-7,42 (m, 3H), 7,32 (1, J=7,7 T'n, 2H), 7,20
(1,J=7,8 'y, 1H), 5,32 (c, 2H), 4,53-4,26 (M, 3H), 1,81-1,56 (M, 2H), 1,31 (c, 4H), 0,96-0,86 (M, 3H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,09;

MC (ES+): 496,5 (M+Na), 472,5 (M-1).

Cxema 19
HATU, DIEA
Mg J@
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[Monyuenne  1-(2-((2-((3-x10p-2-pTopOEH3MIT)aMHHO)-2-0OKCOITHIT)(N30TTPOTIHIT)aMHHO)-2-0KcoaTH)- 1 H-

uHaa30-3-kapookcamunaa (19d).
Cranus 1: nonyuenue Tpet-0yTui-(2-((3-xmop-2-pTopOeH3mi1)aMuHO)-2-0KCOITHIT ) (M30IpoITHi ) kapbamaTa
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(19b).

Peaxums 2-((Tper-0yTOoKCHMKapOOHMIT)(M30IIPOIIIT)aMHHO))yKeycHOH KueaoThl (19a) (300 mr, 1,38 MMoIb) ¢
3-xyop-2-propdbensmnamunom (9d) (200 mr, 1,26 MMOITB) TI0 METOAWKE, MPUBEACHHON ISl CTAIUU 3 CXEMBI 2,
Jlama mocie o0paOboTKM peaKIMOHHOW CMECH M OYHMCTKH XpomaTorpadueii [cnnukarens (12 1), amoupys EtOAc
B rekcade ot 0 mo 60%] tper-OyTmi-(2-((3-xmop-2-pTOpOSH3MIT)aMHHO)-2-0KCOITHI)(M30IIPOIIIT)KapOaMaT
(19b) (395 wmr, 1,1 mmoms, Bexoa 88%) B BHIIE O€IOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'n, IMCO-de) & 8,35 (¢, 1H), 7,47 (t, J=7,5 I'u, 1H), 7,37-7,25 (m, 1H), 7,23-7,10 (M,
1H), 4,32 (#, J=5,7 T'n, 2H), 4,28-3,95 (M, 1H), 3,75-3,57 (M, 2H), 1,40 (¢, 3H), 1,26 (c, 6H), 1,12-0,95 (M, 6H);

MC (ES+) 381,4 (M+Na).

Cramus 2: noyaenne N-(3-xmop-2-dropoensmn)-2-(u3onponmiamuHo ))aretamuaa (19c¢).

Peakums tper-OyTmin-(2-((3-x10p-2-dropdensui)amuno)-2-okcoaTui)(u3onponmwi)kapoamara (19b) (340
mr, 0,95 mmons) ¢ TOK (0,37 mi, 4,74 MMOJIB) IO METOAMKE, MIPUBEIACHHOW TS CTAJUU 2 CXEMEI 2, Jaja Imoclie
o6pabotkn peakunonHoi cmecn TOK comp N-(3-x10p-2-propdensmn)-2-(n3onponuiaaMuto )aneramuaa (19¢)
(348 wr, 0,93 MMoie, BEIX01 99%) B BUzEe O€JIOTO TBEPAOTO BEHIECTBA, KOTOPOE UCIOIB30BAIH Ha CICAYIOMICH
craguu Oe3 JIOTIOJTHUTEILHOW OYHMCTKY;

'H SIMP (300 MI', IMCO-dg) & 9,04 (1, J=5,7 T, 1H), 8,81 (c, 2H), 7,57-7,46 (m, 1H), 7,40-7,30 (M,
1H), 7,26-7,16 (m, 1H), 4,42 (n, J=5,6 T'n, 2H), 3,78-3,77 (M, 2H), 3,37-3,20 (M, 1H), 1,20 (z, J=6,5 I'n, 6H);

PF SIMP (282 MTI'n, IMCO-de) & -73,83 (mux TPK), -120,79;

MC (ES+) 259,4 (M+1).

Cramus  3: momyderne  1-(2-((2-((3-xmop-2-pTopOeH3wm1)aMIHO )-2-0KCOITHI )(M30TIPOTIHIT ) aMHHO )-2 -
okcoatmn)- 1 H-uanazon-3-kap6okcamuna (19d).

Peakmst TOPK comu N-(3-xmop-2-pTopdbensmn)-2-(u3onponmiamuHo)anetamun (19¢) (160 mr, 0,43
MMOJIb) M3 CTaJNU-2, YKa3aHHOH BbIMe, ¢ 2-(3-kapOamoni- 1 H-urnazon-1-un)ykcycHoit kucinortoi (2¢) (113 wmr,
0,52 MMOITB) TIO METOIMKE, TIPUBEICHHOM IS CTAJMH 3 CXeMBI 2, ajia 1mocie 00paboTKH peaKIIMOHHONH CMECH U
OuMCTKH XpomaTorpadueit [cunukarens (12 1), amoupys CMAS80 8 CHCI; ot 0 mo 40%)] 1-(2-((2-((3-xm0p-2-
(TOpOCH3MIT)aMHUHO )-2-0KCOITHI ) (M30IPOITHIT)aMHHO)-2-0Kco3THI)- | H-nnnaszon-3-kap6okcamua (19d) (115 wr,
0,25 Mmmodb, BEIX0T 58%) B BHIIE O€IIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MTI'i, IMCO-de) & 8,83, 8,36 (21, J=5,7 'y, 1H), 8,18 (1, J=8,0 I'y, 1H), 7,71 (c, 1H), 7,63-
7,47 (m, 2H), 7,47-7,31 (M, 3H), 7,29-6,99 (M, 2H), 5,59, 5,45 (2c, 2H), 4,61-4,39 (M, 2H), 4,36-4,10 (M, 2H),
3,91-3,75 (m, 1H), 1,23, 0,99 (2dd, J=72,0, 6,4 ', 6H);

F SIMP (282 MI'n, IMCO-dg) & -120,94, -121,48;

MC (ES+): 460,5 (M+1); (ES-): 458,5 (M-1); (na ocHoBanuu SIMP nanHOe coenuHEHHE NPEACTABISIET CO-
0011 cMech pOTallMOHHBIX H30MEPOB B COOTHOIIECHUH 2:3).

Cxema 20
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[oxyuenne (S)-1-(2-((1-((3-x10p-2-PpTOpOEH3MIT)aMUHO)- 1 -0KCO-3-(THOPEH-2-1IT)IPOTIaH-2 -1JT)aMHHO ) -2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (20d).

Craaus I: noxyuenne  (S)-tper-OyTmi-(1-((3-xmop-2-propbeH3nin)aMuHo)- 1 -okco-3-(THodeH-2-
win)nponan-2-mi)kapoamara (20b).

Peakmmst (S)-2-((TpeT-0yTOKCHKapOOHMI)aMHIHO )-3-(THOGEH-2-1T)IponaHoBol KucioThl (20a) (428 wr,
1,58 MMoup) ¢ 3-xmop-2-pTopoersmtamuaom (9d) (252 mr, 1,58 MMoITb) 10 METOAMKE, IPUBEACHHON IS CTa-
mau 3 cxeMbl 2, pnama mociae  oOpaboTku  peakimoHHOM  cMmecH  (S)-tper-Oytmi-(1-((3-xmop-2-
(hropOeH3nIT)aMUHO)- 1 -0kco-3-(THOheH-2- 1) mpomnaH-2-mwi)kapoamar (20b), KOTOpPHII HCIOIB30BaId B TaKOM
BH/JIE Ha CJIEAYIONIeH cTaanu;

MC (ES-): 448,4 (M+CI).

Cranus 2: noixydenue (S)-2-amuHo-N-(3-xsop-2-¢pTopoensnn)-3-(tnodeH-2-mm)nponanamuia (20c).

Peaxius (S)-tper-6yTHin-(1-((3-xnop-2-dpropOensmn)amuno)- 1 -okco-3-(TnodeH-2-nm)nponan-2-
win)kapbamara (20b) (652 mr, 1,58 mmois) ¢ TOK (2,19 mi, 28,4 MMoIIb) 110 METOAMKE, IPUBEJCHHOMN IS CTa-
quu 2 cxeMbl 2, nama mocie oOpaborkm peakuuoHHOM cmecn TPK coxp (S)-2-ammHO-N-(3-x70p-2-
¢dropoensnn)-3-(tnoden-2-min)nponanamuaa (20c), KOTOPYIO UCTIONB30BAIN Ha ClieRyloniel cTagun 0e3 J0IoJI-

Ha™L, DIEA

d
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HUTEIHHOHN OYHCTKHY;

MC (ES+): 313,3 (M+1).

Cramus 3: momydenue (S)-1-(2-((1-((3-xmop-2-pTopOeH3nT)aMruHo)-1-0kco-3-(THodeH-2-1T)IponaH-2-
WIJT)aMUHO )-2-0kcodTuN)- | H-uanazon-3-kapookcamuma (20d).

Peaktmst TOK comu (S)-2-amunao-N-(3-x510p-2-pTopoensmn)-3-penmnnpomnanamuaa (15¢) (494 wr, 1,58
MMOJIb) M3 CTaINU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazomn-1-un)ykcycHoi kucinoTtoi (2¢) (415 wmr,
1,9 MMoOJIB) IO METOIMKE, MPUBEICHHON TSI CTamuu 3 CXEMBI 2, Jayia mociie o0padoTKH peaKIMOHHOW cMecH
(S)-1-(2-((1-((3-xm0p-2-pTOpOEH3MIT)aMHHO )- | -0KCO-3-(THO(PEH-2 -1 ) TP OTTaH-2 -1 JaAMHHO )-2-0KCOdTHII)- | H-
nHa301-3-kapookcamun (20d) (86 mr, Beixon 11%) B BuIe Oel0ro TBEpAOro BEIIECTBA C METAUIMYECKUM OT-
TCHKOM;

'H SIMP (300 MT't;, IMCO-dg) & 8,91-8,70 (m, 2H), 8,17 (ar, J=8,2, 1,0 T'n;, 1H), 7,67 (¢, 1H), 7,55-7,35
(M, 5H), 7,30-7,21 (m, 1H), 7,17-7,04 (m, 2H), 6,98-6,92 (m, 1H), 6,92-6,87 (m, 1H), 5,37-5,09 (M, 2H), 4,66-
4,50 (m, 1H), 4,46-4,22 (m, 2H), 3,33-3,21 (m, 1H), 3,17-2,99 (M, 1H);

F SIMP (282 MTI'n, JIMCO-dg) & -121,19;

MC (ES+): 514,53 (M+1), 536,5 (M+Na), 512,5 (M-1).

Cxema 21
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IMomyuenue (S)-1-(2-((1-((3-xn0p-2-propOeH3nn)aMuH0)-4-(METHITHO)- 1 -OKCOOyTaH-2-MIT)aMUHO)-2 -

okcoaTin)- 1 H-unnazon-3-kapookcamuna (21d).

Cramus 1: nomyuenne (S)-tper-Oytmi-(1-((3-xm0p-2-propbensmn)amuno)-4-(MeTmITHO)-1-0kcoOyTaH-2-
win)kapbamara (21b).

Peaxmmst (S)-2-((Tper-6yTOoKCHKapOOHIIT)aMUHO)-4-(METHITHO)OyTaHOBOW KUCIOTH (21a) (391 wmr, 1,57
MMOJIB) ¢ 3-xJ0p-2-pTopobersmiamuaom (9d) (250 mr, 1,57 MMOITB) 10 METOAVKE, MPUBSIACHHON IS CTaIuU 3
CXeMbl 2, jana mociie 00paboTku peaknmuoHHOUW cMech (S)-tpeT-OyTui-(1-((3-xm0p-2-PpTopOeH3mI)aMiuHO)-4-
(MeTrnTHO)- 1 -0KCcO0OyTaH-2-1Ii)KapbamaTt (21b), KOTOPBIH HCTIONB30BAIA B TAKOM BHJIE Ha CIICAYIOMIEH CTaIuu;

MC (ES-): 391,4 (M-1).

Cramus 2: noyaenue (S)-2-amua0-N-(3-x510p-2-pTOpOeH3mn)-4-(MeTrinTno )oyTanamuaa (21c).

Peaxums  (S)-tper-0yTnn-(1-((3-xmop-2-propdben3min)aMuto)-4-(MeTHITHO)- 1 -okcoOyTaH-2-1in)kapbamaTa
(21b) u3 yxazanno# Beire craguu ¢ TOK (3 mir) mo Meroauke, NpUBEICHHON ISl CTaAMU 2 CXEMBI 2, aja Ho-
cie  obpabotkm  peaknumonHHON — cMecu  T®K  comp  (S)-2-amuHO-N-(3-x10p-2-propobensmn)-4-
(Metmntro)OyTanamuaa (21¢), KOTOPYIO UCTIONB30BANIY HA CIEAYIONICH CTaquu 03 TOTOIHUTEIFHON OYHCTKY;

MC (ES+): 291,3 (M+1).

Cramust  3:  momywenue  (S)-1-(2-((1-((3-x10p-2-dpropOeHsmn)amuHo)-4-(MeTHITHO)- | -OKkcOOyTaH-2-
WJT)aMUHO )-2-0kcodTuN)- 1 H-uanazon-3-kapookcamuma (21d).

Peaktst TOK comu (S)-2-amuna0-N-(3-x510p-2-PpTOpOeH3MN)-4-(MeTHITHO )OyTaHamuna (21¢) (0,254 1,
0,931 mmoib) U3 craguu-2, ykazaHHOW BeIme, ¢ 2-(3-kapOamowi-1H-unma3on-1-mwr)ykcycHol kucioTon (2¢)
(136 mr, 0,62 MMOJIB) TIO METOAMKE, IPUBEICHHOMN IS CTAUHN 3 CXeMBI 2, Jlaja 1mocyie 00paboTKH peakIMOHHON
CMECH U OYHCTKH KOJIOHOUHOW (ummi-xpoMaTtorpadueit [cumukarens (24 1), amoupys CMAS0 8 CHCI; ot 0 1o
40%]  (S)-1-(2-((1~((3-xy0p-2-hTOpOEH3MIT)aMHHO )-4-(METUIITHO )- | -OKCOOyTaH-2-HJT)aMUHO )-2-0Kco3THI)- 1 H-
uHaa3on-3-kapookcamun (21d) (33 mr, 0,067 mmoinb, Beixox 11%) B BuIe 6€JIOT0 TBEPOTO BEIICCTRA;

'H SIMP (300 MI'y, JIMCO-dg) & 8,75-8,60 (M, 2H), 8,17 (z, J=8,1 I'n;, 1H), 7,71 (c, 1H), 7,63 (x, I=8,5
I'u, 1H), 7,58-7,35 (m, 3H), 7,31-7,20 (m, 2H), 7,15 (x, J=8.8, 7,8 I'y, 1H), 5,27 (c, 2H), 4,47-4,27 (M, 3H), 2,48-
2,36 (M, 2H), 2,04 (c, 1H), 2,02 (c, 2H), 2,01-1,67 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,12 (1, =71 Tw);

MC (ES+): 492,5 (M+1); MC (ES-): 490,5 (M-1); 526,5 (M+Cl).
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Cxema 22
HATU DIEA \Ij TOK \;©
BocHN NH2 BocHN
OH
22a
° OH
H2N
HATU, DIEA & /¢ \/©\
IMomyuenue (S)-1-(2-((1-((3-xmop-2- (1)T0p6eH31/m)aMI/IHO) 4-meTni-1-oKCconeHTaH-2-1i1)aMHHO)-2-

okcoaTin)- 1 H-unna3on-3-kapookcamuna (22d).

Cramust  1: momywenue (S)-tper-OyTni-(1-((3-xmop-2-¢pTopOeH3nin)aMuHo )-4-MeTHiI- 1 -OKConeHTaH-2-
win)kapbamara (22b).

Peaxmms  (S)-2-((Tper-OyTOKCHKapOOHMIT)aMHUHO )-4-METHIIIEHTAHOBOM  kucinoTel  (22a) (362 wmr, 1,57
MMOJIB) ¢ 3-xJ0p-2-pTopobersmiamuaom (9d) (250 mr, 1,57 MMOITB) 10 METOAVKE, MPUBSACHHON IS CTaIuU 3
CXeMBbl 2, jana mociie 00paboTku peaknmuoHHOUW cMech (S)-tpeT-OyTui-(1-((3-xm0p-2-PpTopOeH3mn)aMuHo)-4-
MeTWI- | -okconeHTan-2-nun)kapoamart (22b), KOTOPEIi HCITOJIB30BATM B TAKOM BHJIE Ha CIEAYIOIEH CTaInu;

MC (ES+): 395,4 (M+Na).

Cramus 2: noyaenue (S)-2-amuaO-N-(3-x110p-2-PTOpOESH3 M )-4-MeTHITIEeHTaHAMIT (22C).

Peaxius (S)-tper-0yTun-(1-((3-x10p-2-propbensmia)amuno)-4-MeTri- 1 -okconeHTan-2-mi)kapdbamara
(22b) u3 yxazanno# Beire craguu ¢ TOK (3 mir) mo Meroauke, NpUBEICHHON ISl CTaAMU 2 CXEMBI 2, aja Ho-
ciie o6pabotku peakunonHoi cMecu TOK conp (S)-2-amuHo-N-(3-x710p-2-PTOopOeH3MIT)-4-MEeTHIIIIEHTAHAMHIA
(22¢), KOTOPYIO UCIIONB30BAIH Ha CIEIYIOMICH cTanuu 0e3 JOTIOTHUTEILHOW OYHCTKH;

MC (ES+): 273,4 (M+1).

Cramus 3: nomyuenue (S)-1-(2-((1-((3-xmop-2-¢pTopdeH3nin)aMuHo )-4-MeThII- 1 -OKCONeHTaH-2 -1JT)aMHHO ) -
2-okcoatun)- 1 H-uanazon-3-kapbokcamuma (22d).

Peaktst TOK comu (S)-2-amuna0-N-(3-x510p-2-PTOpOEeH3MN)-4-MeTHTIeHTaHaMua (22¢) (0,25 r, 0,93
MMOJIb) M3 CTaINU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazomn-1-un)ykcycHoi kucinotoi (2¢) (136 wmr,
0,62 MMOJTB) TIO METOIMKE, TIPUBEIACHHOM IS CTAJMK 3 CXEMBI 2, ajia 1mocie 00paboTK peakKIMOHHONH CMECH U
OYHNCTKH KOJOHOYHOH (umm-xpomaTorpaduet [cmmmkarens (24 1), smonpys CMAS0 8 CHCL;; ot 0 mo 40%)]
(S)-1-(2-((1-((3-xmop-2-¢hTopOeH3MIT)aMUHO )-4-MeTHII- | -OKCOTIEHTaH-2-1JT)aMHHO )-2-0kco3Tvi)- | H-nagazon-3-
kapOokcamuy (22d) (65 mr, 0,14 MMoitb, Berxoa 22%) B Bue OJIeTHO-0EIIOTO TBEPJIOTO BEICCTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,69 (t, J=5,8 I', 1H), 8,62 (1, J=8,0 I', 1H), 8,17 (1, J=8,1 I'u, 1H),
7,70 (c, 1H), 7,61 (n, J=8,5 I'u, 1H), 7,52-7,35 (M, 3H), 7,32-7,19 (m, 2H), 7,13 (1, J=7,9 ', 1H), 5,25 (c, 2H),
4,42-4,24 (M, 3H), 1,70-1,54 (m, 1H), 1,55-1,42 (m, 2H), 0,90 (7, J=6,4 I'y, 3H), 0,83 (x, J=6,4 T'u, 3H);

F SIMP (282 MI'n, JIMCO-dg) & -121,23;

MC (ES+) 474,5 (M+1), 496,5 (M+Na); MC (ES-) 508,5.

Cxema 23
o

H,N H,N ° Cl
= HATU DIEA =N 0 H\/@
N\)J\ Jﬁ( N\/U\”/H(N
23p ©
23a

oxyuenne (S)-1-(2-((1-((3-xm0pOeH3MIT)aMHHO)- 1 -OKCONPOTan-2-1ia)aMHHO )-2-0KkcoaTui)- 1 H-nanazon-
3-kapOokcamupa (23b).

Peaxums TOK comu (S)-2-(2-(3-xapbamonn-1 H-unnazon- 1 -mm)aneramuio )nponanoBoi kuciotsl (9c¢) (200
Mmr, 0,69 MMoib) ¢ (3-xmopdennn)meranamuaom (23a) (98 mr, 0,69 MMOJb), MO0 METOIUKE, IPUBEICHHON IS
ctaquu 3 cxembl 2, majma mocie oOpaboTku peakruonHoi cmecu (S)-1-(2-((1-((3-xmopbens3min)aMuHoO)-1-
OKCOIIPOMaH-2-11)aMHAHO)-2-0kc0oaTi)- | H-namazomn-3-kapbokcamun (23b) (126 mr, 0,3 mmons, Beixon 44%) B
BUJIE JKEIITOTO TBEPAOTO BEIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,67 (n, J=7,4 T, 1H), 8,59 (r, J=6,0 I'n, 1H), 8,17 (1, J=8,1 I'y, 1H),
7,72 (c, 1H), 7,64 (1, J=8,5 T'u, 1H), 7,47-7,15 (M, TH), 5,41-5,16 (m, 2H), 4,43-4,23 (m, 3H), 1,29 (1, J=7,0 'y,
3H);

MC (ES+): 414,5 (M+1); ES(-): 412,4 (M-1).
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CxeMma 24
s (P g@ b “L ﬂ@’
H N/\n’ \;© I:%B:; HATU,DIEA N

IMomyuenue 1 —(2—(6eH3Hn(2-((3 -XJ10p-2-(hTOPOEH3MIT )aMHHO )-2-0KCOITHIT )aMHHO))-2-0KcoaTni)-1 H-
uHIa30I-3-kapookcamuna (24b).

Cranus 1: noxyuenue 2-(6en3mnamuno)-N-(3-x10p-2-propOensmn)aneramua (24a).

K pactBopy 2-amuno-N-(3-xsop-2-¢propoensum)aneramuna (16¢) (320 mr, 1,48 mmons) B TI'® (10 M)
npubaBunu 6enzampaerun (143 mr, 1,343 mmons) u ykcycuyto kucnoty (0,12 mum, 2,01 mmons). [TonydeHHyIO
cMech nepeMmemuBaiy B Teuenne 50 muH, npudasmin NaBH, (102 mr, 2,69 MMOJIB) 1 TIEpeMEITUBAIH TP KOM-
HATHOW TeMIiepaType B TeUeHHE HOYM. Peaknyio moracwim myTeM ramenus BogabiM NaHCO; (2N, 20 m), me-
pememmBany B tedenue 30 muH u pazdaBunu EtOAc (100 mur). OpraHudecKui CIIoi OTAETHITN TPOMBLUTA HACKI-
IIEHHBIM BOJHBIM PAaCTBOPOM XJIOPHIIA HATPHS, CYIIIH, (PUIBTPOBAIH M KOHIICHTPHPOBAIH B BaKyyMe C IMOJy-
yenueM 2-(6en3uinamMuno)-N-(3-xnop-2-pTopoensmn)aneramuna (24a) (240 mr, 0,78 Mmmonb, Beixox 58%), koTo-
PBIi UCTIONTF30BANIM HA CIICAYIONICH cTamuu 0e3 nonoHuTenbHoH ounctku. MC (ES+): 307,3 (M+1).

Cramus 2: nomydyenue 1-(2-(6enzmn(2-((3-xnop-2-¢ropOeH3mI)aMHHO)-2-0KCO3THIT)aMUHO )-2-0KCOITHI)-
1H-unnazon-3-kapookcamunaa (24b).

Peakums 2-(6enzunamuno)-N-(3-xmop-2-¢propoensmn)aneramuna (24a) (240 mr, 0,78 mmomb) ¢ 2-(3-
kapOamowi-1 H-unnazon-1-mn)ykcycroit kucnotoit (2¢) (171 mr, 0,78 MMOIIB) IO METOIMKE, TPUBEICHHON IS
ctaauu 3 cxemsl 2, fana nocie 00paboTKH peaKIIMOHHOW CMECH M OYHMCTKH XpomaTorpadueit [cumukarens (12
r), omoupys CMA8SO B CHCl;; or 0 mo 40%] 1-(2-(6en3un(2-((3-x10p-2-hTopOeH3MIT)aMIHO)-2-
OKCOATHII)aMHUHO )-2-0Kkco3Ti )- 1 H-uamazon-3-kapbokcamuy (24b) (38 mr, 0,075 mmomns, Beixon 10%) B BHIe
0eIroTo TBEPIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,79 u 8,52 (2T, J=5,9 ', 1H), 8,25-8,11 (m, 1H), 7,80-7,66 (v, 1H),
7,66-7,56 (M, 1H), 7,56-7,36 (M, 5H), 7,34-7,10 (m, 6H), 5,58 (c, 2H), 4,83 u 4,46 (2c, 2H), 4,43 u 4,34 (2n,
J=5,6 T'u, 2H), 4,21 u 3,95 (c, 2H);

F SIMP (282 MI', IMCO-dg) & -121,06, -121,35;

MC (ES+): 508,5 (M+1); (ES-) 506,5 (M-1); (na ocHoBannu SIMP nanHoe coemuHEHHE TIPEICTABISIET CO-
0011 cMech pOTallMOHHBIX H30MEPOB B COOTHOIIEHUH 2:1).

Cxema 25
o) Nj
it
o F
PR N
N/\r Et;N, TM®-Phive NI
19¢ HQN‘QO e
[Monyuenne 3-(3-(2-((3-xmop-2-hTopOEH3NIT)aMHHO )-2-0KCOATHIT )-3-M30mponmTypenno)- 1 H-unmgon-1-

KapOokcammua (25a).

Peaxmust N-(3-xmop-2-hropbensmn)-2-(nzonponmiamuno)aneramuaa (19¢) (90 mr, 0,35 mMmons) ¢ 1-
kapOamoni-1 H-urmon-3-kapoonmnazuaom (11a) (80 mr, 0,35 MMoIb) IO MEeTOAMKE, TIPUBEIEHHON Ha cxeme 11
Jlaia rmociie 00paboTKH PEaKIIMOHHOW CMECH M OYUCTKH KOJIOHOYHOM (hiatm-xpomarorpadueii (cuinkarens, 24 T,
amoupys  CMA80 B CHCl;  or 0-30%)  3-(3-(2-((3-xmmop-2-dTopOeH3 I ) aMUHO )-2-0OKCOITHII)-3-
usonpommrypenno)- 1 H-uanon-1-xkapookcamu (25a) (9 mr, Berxox 6%) B BHIIE JKEJITOTO TBEPIOTO BEIICCTRA;

'H aMP (300 MI', IMCO-dy) 6 8,92 (c, 1H, oomenuBarommiics ¢ D,0), 8,82-8,70 (m, 1H, oOMeHMBaro-
mmtics ¢ D,0), 8,30-8,22 (m, 1H), 7,98 (c, 1H), 7,62 (1, J=7,7 ', 1H), 7,54-7,32 (M, 4H, 2H, oOMeHUBarommiics
¢ D,0), 7,30-7,21 (m, 1H), 7,20-7,11 (M, 2H), 4,56-4,33 (M, 3H), 3,97 (¢, 2H), 1,10 (1, J=6, 6 T'y, 6H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,07;

MC (ES+): 460,5 (M+1), 482,49 (M+Na); MC (ES-): 458,44 (M-1).
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CxeMma 26
HO

Lo e gJ@ q@
O

BocHN

O NHz BocHN HZNH

26a
% L
HATU, DIEA \)I\ cl
F

IMomyuenue (S)—l-(2—((1-((3-xnop—2—(1)T0p6eH31/IJ1)aMI/IHO) 3-ruapoKcH-1-oKconponan-2-1i)aMuHO)-2-
okcoaTin)- 1 H-unna3on-3-kapookcamuna (26d).

Cramus 1: momyuenne (S)-Tper-0yTiir-(1-((3-xm0p-2-GpTopOeH3MIT)aMUHO)-3-THAPOKCH- | -OKCOTIpOTiaH-2-
nn)kapOamara (26b).

Peaxmmst (S)-2-((TpeT-0yTOKCHKapOOHWIT)aMHUHO)-3-THAPOKCUIIPOTIAHOBOK KHCIOTH (26a) (389 wmr, 1,9
MMOJIB) ¢ 3-xJ0p-2-pTopobersmiamunom (9d) (252 mr, 1,58 MMoITb) 10 METOAVKE, MPUBSACHHON IS CTaIuU 3
CXeMbl 2, jana mociie 00paboTku peaknmuoHHOUW cMech (S)-tpeT-OyTui-(1-((3-xm0p-2-PpTopOeH3mn)aMiuHO)-3-
TUAPOKCH- 1 -oKcompomnaH-2-ui)kapoamat (26b), KOTOPBI UCIIOIB30BaIN B TAKOM BHJIE Ha CIIEAYIONIEH CTaauy;

MC (ES+): 369,4 (M+Na), MC (ES-): 381,3 (M+Cl).

Cranus 2: nomydenue (S)-2-amuHO-N-(3-x510p-2-PTOpOCH3M)-3-THIpOKCHTIponaHamua (26¢).

Peaxkmms  (S)-tper-OyTHi-(1-((3-xnop-2-dpropOeH3un)amMuHo)-3-THApOKCH- 1 -OKConponan-2-1i)kapoamaTa
(26b) (548 wmr, 1,58 MMoib) u3 ykazanHO# BbImie ctaguu ¢ TOK (2,19 M, 28,4 MMOJIb) IO METOMKE, MIPHUBE-
JICHHOM JUTS CTauu 2 CXEeMEHI 2, naia nocie oopabotku peakiuonHoi cmecu TOK conb (S)-2-amuHo-N-(3-x710p-
2-¢ropOen3ni)-3-ruapoxcunponanamuaa (26¢), KOTOPYIO HUCIIOIB30BAJIM Ha CIEAYIONIEH cTaauu 0e3 JIOMOIHHU-
tenapHOU ouncTkr; MC (ES+): 247,3 (M+1).

Cramus 3:  momyuenue  (S)-1-(2-((1-((3-xm0p-2-pTOpOCH3MIT)aMUHO)-3 -THAPOKCH- | -OKCOTIpOTaH-2-
WJT)aMUHO )-2-0kcodTun)- 1 H-uanazon-3-kapookcamuma (26d).

Peaxmust TOK comn (S)-2-amunao-N-(3-x510p-2-pTOopOen3mn)-3 -runpokcunpomnanamuaa (26¢) (390 r, 1,58
MMOJIb) M3 CTaJNU-2, YKa3aHHOU BbIle, ¢ 2-(3-kapOamoni- 1 H-urnazomn-1-un)ykcycHoi kucinotoi (2¢) (416 wmr,
1,9 MMoOTIB) IO METOMKE, IPUBEICHHON I CTAAUU 3 CXEMBI 2, Jajia mocjie 00paObOTKH PEaKIIMOHHOW CMECH U
OYHCTKH KOJIOHOYHOH uduI-xpoMatorpadueit [cummkarens (24 1), amoupyst CMAS0O 8 CHCl;; ot 0 mo 100%)]
(S)-1-(2-((1-((3-xm0p-2-hTOpOEH3MIT)aMHHO )-3-THAPOKCH- | -OKCOTPOTIaH-2 -1 )aMHHO )-2-0Kcoa T )- 1 H-
nHa30:1-3-kapookcamun (26d) (16 mr, BeIxox 2%) B Buae 0€I0T0 TBEPAOTO BEIIECTBA C METAJUIMYECKUM OTTCH-
KOM;

'H samP (300 MTI'i, IMCO-dy) o 8,67-8,57 (M, 2H, oomenuBaromuticst ¢ D,0), 8,18 (ar, J=8,2, 1,0 T,
1H), 7,73 (c, 1H, odmenuBaronmiics ¢ D,0), 7,64 (ar, J=8,6, 0,9 I'u, 1H), 7,52-7,37 (m, 3H), 7,33-7,22 (M, 2H),
7,17-7,09 (M, 1H), 5,40-5,22 (M, 2H), 5,13 (T, J=5,3 I'u, 1H, oomenuBarommiics ¢ D,0), 4,42-4,29 (M, 3H), 3,70-
3,59 (M, 2H);

'H SIMP (300 MI'u, IMCO-ds D,0) & 8,17-8,09 (m, 1H), 7,62-7,55 (M, 1H), 7,46-7,36 (v, 2H), 7,34-7,17
(M, 2H), 7,06 (T, J=7,9 I'u, 1H), 5,40-5,14 (M, 2H), 4,32 (c, 2H), 4,28 (T, J=5,4 'y, 1H), 3,76-3,54 (m, 2H); MC
(ES+): 448,5 (M+1), 470,5 (M+Na); MC (ES-): 446,4 (M-1), 482,4 (M+Cl).

Cxema 27
%\f HATU, DIEA \;@ TOK K)
BocHN NH2 BocHN
0 OH

HoN

N

|

N A /[ :L
HATU, DIEA & /¢

Momyuenne (S)-1-(2-((1-((3-xmop-2- q)Top6eH3Hn)aMHHo) 3-IUKITIOTIPOTIHII- | -OKCOTIPOTTaH-2-1JT)aMHHO )-2-
okcoatmn)- 1 H-uanazon-3-kap6okcammna (27d).

Cramus 1: momydenue (S)-tper-0yTii-(1-((3-x10p-2-PpTOpOCH3MIT)aMUHO ) -3 -ITUKIIOTIPOTTHII- | -OKCOTIpOTIaH-
2-un)kapbamara (27b).

Peakmmst (S)-2-((TpeT-0yTOKCHKapOOHUIT)aMHUHO )-3-IIUKJIOTPOIMIIIPONIAHOBOW KHCIOTHI (27a) (575 wr,
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2,51 MMOJIb, IOTYYall B COOTBETCTBUH C MEeTOIOM, yka3aHHBIM Hendricks, Robert Than et al.; B omy0nukoBan-
Ho#t 3asBke Ha mateHT CIIA 20110230462) no MeToauke, MPUBEAEHHON Ul cTaAuK 3 CXEMHI 2, Jana Tocie
obpabotkn  peaknmoHHOW  cMecu  (S)-TpeT-OyTHi-(1-((3-x10p-2-PpTOPOSH3MIT)aMUHO )-3 -ITUKIIOTIPOTIHII- 1 -
okcompornan-2-un)kapdamart (27b), KOTOPEI HCITOJIF30BAN B TAKOM BHJIE Ha CIEAYIONIEH CTaIn;

MC (ES+): 393,3 (M+Na); MC (ES-): 405,4 (M+Cl).

Cramus 2: noyaenue (S)-2-amuHO-N-(3-x510p-2-PTOpOESH3 M )-3-IIMKIOTpOoNUInponanamMua (27¢).

Peaxtmst (S)-tpet-6yTrn-(1-((3-xm0p-2-PTOPOESH3MIT)aMIHO )-3 -ITUKIOTIPOITHII- | -OKCOponaH-2-
min)kap6amata (27b) (930 mr, 2,51 mmons) u3 ykazanHo# Beime craanu ¢ TOK (3,48 mm, 45,1 MMoutb) 1Mo MeTo-
JIIKE, TIPUBEICHHOMN U CTamuu 2 CXeMBI 2, nana mocie oopaboTku peakiuonHol cmecu TOK comp (S)-2-
amMuHO-N-(3-x110p-2-hTOpOECH3MI)-3-IUKIONpOoIIponaHaMuaa (27¢), KOTOPYIO MCIOIb30BalM Ha CIIEAYIOIEeH
cTamuu 0e3 TOTIOTHUTEILHOW OUYNCTKH;

MC (ES+): 271,3 (M+1).

Cramust  3: momyuenue (S)-1-(2-((1-((3-x0p-2-dpTopOeH3MIT)aMIHO)-3-IIUKIONPONHII- | -OKConponan-2-
WIT)aMHHO)-2-0kcodTwn)- | H-mana3on-3-kapookcamuna (27d).

Peakmmst TOK comu (S)-2-amuna0-N-(3-x510p-2-0TOpOSH3MI)-3 -ITUKIONpouanponanamuaa (27¢) (679 r,
2,51 MMoIb) M3 CcTamuu-2, yka3aHHOW BbImie, ¢ 2-(3-kapOamoni-1H-unnazomn-1-mi)ykcycHoi kuciaotoit (2e)
(660 mr, 3,01 MMOJIB) TTO METOAMKE, IPUBEICHHOMN IS CTAUHN 3 CXEMBI 2, Jlajia 1mocjie 00padoTKH peakIMOHHON
cmecu  (S)-1-(2-((1-((3-xy10p-2-pTOpOEH3HIT)aMHIHO )-3 -IIUKJIOMPOITHII- | -OKCOTIPOTIaH-2-MIT)aMUHO )-2-OKCOITHI ) -
I H-unna3on-3-kap6okcamun (27d) (93 mr, Berxox 8%) B Buae OEIOro TBEPAOTO BEIIECTBA C METAJUTHUYECKUM
OTTEHKOM;

'H SIMP (300 MI', JIMCO-dq) & 8,73-8,56 (M, 2H), 8,17 (, J=8,1 ', 1H), 7,69 (c, 1H), 7,63 (z, J=8.,4
I'u, 1H), 7,52-7,36 (m, 3H), 7,25 (1, J=7,4 'y, 2H), 7,13 (1, J=7,9 I'y, 1H), 5,26 (c, 2H), 4,45-4,25 (M, 3H), 1,73-
1,36 (m, 2H), 0,79-0,63 (m, 1H), 0,46-0,25 (M, 2H), 0,15-0,01 (m, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & 120,97;

MC (ES+): 472,5 (M+1), 494,5 (M+Na); (ES-): 470,4 (M-1), 506,5 (M+Cl).

Cxema 28

A = LN e
3] =
Ny
108 HM N E‘°° U wonoE
< e

o, 28b
b - 0,
I‘»J"\rrN\)J\N
IIJ‘\HJ [IIII Fiy e

[Monmyuenne 1 —(2-((2—((6-6p0MHI/IpI/I,Z[I/IH—2—I/IH)aMI/IHO)—Z-OKCOBTI/IH)(I/ISOHpOHI/IH)aMI/IHO)—2—OKCOBTI/IH)— 1H-
nHAa301-3-kapobokcamua (28c¢).

Cramus 1: moimyderue Tper-0yTui-(2-((6-OpoMIHpHINH-2-HT)aMIHO )-2-0KCOITHIT )(M30TpomHiI)KapbamaTa
(28a).

Peaxums 2-((TpeT-0yTOKCHKapOOHIIT)(M30MPOIIII)aMIHO )yKCYCHOH kucioTsl (19a) (0,65 T, 2,99 mmoins) ¢
6-opommupuauH-2-aMuHOM (2b) (0,78 T, 4,49 MMOITB) IO METOAMKE, MIPUBEICHHOM JUTS CTaauu | CXeMBI 2, nana
nocyie 00pabOTKH PEaKIMOHHOW CMECH M OYHMCTKH Xpomarorpadueit [cunmkarens (12 r), smoupys MeOH B
CHCI; ot 0-20%] tper-OyTui-(2-((6-OpoMmupuIuH-2-11)aMHHO )-2-0KCOATH )(U3onpomnmi)kapbamar  (28a),
KOTOPBIH NCTIOJIB30BAIM Ha ClIeAyoNIel cTauy 6e3 JONOIHUTEIEHONH OYUCTKH.

Cranus 2: noxyaenue N-(6-0poMmupuuH-2-1i)-2-(130MnponmiaMuHo Jatietamua (28b).

Peakmust  TpeT-OyTHiT-(2-((6-6poMIUpUANH-2 -1 )aMHHO )-2-0KCOATHII ) (M30TIporii )kapbamata (28a) wu3
ykazanHo# Beime craguu-1 ¢ TOK (1,15 mu, 14,96 MMoJIb) 1O METOAMKE, IPUBEIEHHOM JIJIST CTAJUA 2 CXEMBI 2,
Jlaia rmocye 00paboTKH PeakIMOHHONW CMECH M OYUCTKHU Xpomarorpaduel [cumukarens (12 1), amonpys CMASO
B CHCI; ot 0 mo 20%)] N-(6-6pommupuaua-2-min)-2-(n3onpommwiamMuHo)aneramun (28b) (340 wmr, 1,25 mmons,
42%), KOTOPBIA UCTIOJIHL30BAJIM HA CIEMYIONICH cTaauu 0e3 JOTOTHUTEIHHOW OUYNUCTKH;

MC (ES+): 272,3 (M+1).

Cragus 3: mnomydenue  1-(2-((2-((6-OpoMmupuarH-2-HIT)aMUAHO )-2-0KCOITHI )(H30MPOIIIIT)aMUHO )-2-
okcoaTin)- 1 H-unnazon-3-kapookcamuna (28c¢).

Peaxums N-(6-0Opomnupuanu-2-min)-2-(n3onponmiaMuto )aneramua (28b) (100 mr, 0,26 mmois) ¢ 2-(3-
kap6amomi-1H-unnazon-1-nm)ykcycHoit kuciotoit (2e) (62 mr, 0,29 MMOJb) IO METOJMKE, IPUBEICHHON IS
cTamuu 3 cXeMsbl 2, najia mocie o0paboTKM peakIMOHHOM CMECH M OYMCTKU XpoMaTorpadueil [crmmkarens (12
r), omoupys CMA80 B CHCl; or 0 g0 40%] 1-(2-((2-((6-OpomMmupuanH-2-11)aMUHO)-2-
OKCOITHIT ) (M30TIPOITHIT)aMUHO )-2-0Kkc03ThN )- | H-mHmazon-3-kap6okcamun (28¢) (70 mr, 0,15 mMMomb, BBIXOT
57%) B Buze 6€IOTO TBEPAOTO BEIIECTBRA;
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'H AMP (300 MI't, AMCO-dg) 6 11,17 u 10,77 (2¢, 1H), 8,24-7,95 (m, 2H), 7,87-7,54 (M, 3H), 7,51-7,14
(M, 4H), 5,62 u 5,46 (2¢c, 2H), 4,606-4,332 (M, 1H), 4,43 u 4,03 (2¢, 2H), 1,25 (m, J=6,3 T'u, 3H), 1,04 (&, J=6,8
Iy, 3H);
MC (ES+): 473,4 (M+1); (na ocHoBanuu SIMP maHHOE coeMHEHHUE MPEICTaBISIET COOON CMECh pOoTaIu-
OHHBIX U30MEPOB B cooTHOIIEeHUH 1,2:1).
Cxema 29

CHO 4 N

SR NJL Ai/

H —
N

NN NaBH, N/\n/ HATU, DIEA

0

HOAc 9a
16¢

[Momyuenne  1-(2-((2-((3-xm0p-2-PTOPOESH3WIT)aMIHO )-2-OKCOITHI ) (M30TICHTHI JaAMHHO )-2-0KCOATHI)- 1 H-
nHAa301-3-kapbokcamuaa (29b).

Cramus 1: momyaenne N-(3-xmop-2-hpropOeH3unn)-2-(u3oneHTHIaMuHo )arieTamuaa (29a).

Peaxmust 2-amuaO-N-(3-x510p-2-pTOopOen3mn)aneramuna (16¢) (337 mr, 1,56 MMOJIB) ¢ M30BaJIepaNIbICTH-
nom (147 wmr, 1,711 MMoIb) IO METO/IMKE, IPUBEACHHOM st cTaauu 1 cxembl 24 nana nocie oOpaboTKH peak-
IIMOHHOW CMECH M OYMCTKH KOJIOHOYHOH Qudni-xpomarorpadueit [cunmkarens (12 r), amoupys EtOAc B rekca-
He oT 0 mo 60%] N-(3-xmop-2-propbensnn)-2-(n3onenTuaaMuno )aneramuy (29a) (120 mr, 0,42 MMoIb, BEIXOA
27%) B B OSCIIBETHOTO Maca;

'H SIMP (300 MI'n, IMCO-dg) & 8,34 (r, J=5,8 ', 1H), 7,52-7,39 (m, 1H), 7,32-7,23 (m, 1H), 7,21-7,11
(M, 1H), 4,36 (1, J=5,9 I'u, 2H), 3,11 (c, 2H), 2,48-2,39 (M, 2H), 1,66-1,43 (M, 1H), 1,36-1,16 (m, 3H), 0,82 (x,
J=6,6 T'u, 6H);

F SIMP (282 MI'n, JIMCO-dg) & -121,38;

MC (ES+): 287,4 (M+1); (ES-): 285,3 (M-1).

Cramus 2: nonyuaerne N-(3-xmop-2-hpropOeHs3mnn)-2-(u3oneHTruaaMuHo )aretamuaa (29a).

Peaxmmst N-(3-x70p-2-dTopoensmn)-2-(n3onenrunamMuto ))anetamuaa (29a) (100 mr, 0,35 mMonb) ¢ 2-(3-
kapOamoni-1 H-urnazon-1-mn)ykcycHout kucnoroit (2¢) (84 mr, 0,384 MMOJIB) IO METOUKE, PUBEIACHHON IS
ctaauu 3 cxembl 2, fana nocie 00paboTKH PeaKIMOHHOW CMECH M OYHMCTKH XpomaTorpadueit [cumukarens (12
r), amonpys CMASO B CHCI; ot 0 mo 40%] N-(3-x10p-2-hropben3nn)-2-(u3o0neHTmiaMuHo Jareramus (29a)
(100 mr, 0,21 Mmodb, BEIX0T 59%) B BHIEe OEIIOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'u, JIMCO-de) & 8,85 u 8,49 (21, J=5,6 T'u, 1H), 8,18 (x, J=8,1 T, 1H), 7,76-7,66 (M,
1H), 7,62-7,47 (m, 2H), 7,47-7,33 (M, 3H), 7,29-7,09 (M, 2H), 5,56 u 5,47 (2¢, 2H), 4,46 u 4,34 (2n, J=5,4 I'Ly,
2H), 4,23 u 3,94 (2¢c, 2H), 3,52-3,39 (M, 1H), 3,30-3,15 (M, 1H), 1,66-1,37 (m, 2H), 1,37-1,15 (m, 1H), 0,93 u
0,80 (21, J=6,4 'y, 6H);

PF SIMP (282 MI', IMCO-dg) & -120,92, -121,31;

MC (ES+): 473,4 (M+1); (na ocHoBanuu SIMP maHHOe coeMHEHUE MPEICTaBIsIET COOON CMeCh pOTaIu-
OHHBIX H30MEPOB B COOTHOWIECHUH 3:2).

Cxema 30
o CHO < N o
F N\)'\N
N 0 "
“NaBH,
HNTY 4
T HOAc HATU, DIEA Y 200

16¢

Monyuenne  1-(2-((2-((3-xm0p-2-hTOpOEH3MIT)aMHUHO)-2-0KCOITHIT ) (HEOTIEHTHII )aMHHO )-2-0KcoaTi )- 1 H-
uHaa30i-3-kapookcamunaa (30b).

Cranus 1: noxyaenue N-(3-xnop-2-dpTopoensmn)-2-(HeoneHTmiaMuHo )anetamuna (30a).

Peaxums 2-amuno-N-(3-xnop-2-dropbensmin)aneramuna (16¢) (300 mr, 1,39 MMonb) ¢ TpuMeTHIIALIETANb-
nerunmom (131 mr, 1,523 MMoIb) IO MeTOIMKE, IPUBEACHHOHN JJis cTaauu 1 cxembl 24 nmana mocie o6padboTku
PEaKIIMOHHON CMECH W OYHMCTKH KOJIOHOYHOW (Qumri-xpoMaTtorpadueit [cunmukarens (12 r), amoupys EtOAc B
rekcane otr 0 mo 60%)] N-(3-xmop-2-¢pTopOen3mn)-2-(HeonenTmiamMmuto)aneramusn (30a) (200 mr, 0,7 MMoIb,
BbIX0 50%) B BHJIe O€CIIBETHOTO Maclia;

'H SIMP (300 M, IMCO-de) & 8,55 (m, J=5,5 I'n, 1H), 7,79 (, J=7,5 T'u, 1H), 7,60 (1, J=7,1 I'y, 1H),
7,50 (1, J=7,8 I'n, 1H), 4,69 (1, J=5,9 ', 2H), 3,44 (c, 2H), 2,90-2,74 (M, 2H), 2,41 (c, 1H), 1,16 (1, J=2,9 Ty,
9H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,08;

MC (ES+): 287,4 (M+1); (ES-) 285,3 (M-1).

Cramust  2: mnomyuenne  1-(2-((2-((3-xm0p-2-pTopOEeH3UIT)aMUHO)-2-0KCOITHIT)(HEOTICHTHIT ) AMHHO))-2 -
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okcoaTin)- 1 H-unnazon-3-kapookcamuna (30b).

Peaxmms N-(3-xmop-2-dropbensuin)-2-(HeonenTriamuno)aneramuaa (30a) (130 mr, 0,45 mmoins) ¢ 2-(3-
kapOamoni-1 H-urnazon-1-mn)ykcycHoit kucnorout (2¢) (109 mr, 0,5 MMoIIb) TI0 METOIMKE, IPUBEICHHON IS
ctaauu 3 cxemsl 2, Jana nocie 00paboTKH peaKIMOHHOW CMECH M OYHMCTKH XpomaTorpadueit [cumukarensb (12
r), omompys CMA80 B CHCl; or 0 mo 40%] 1-(2-((2-((3-x10p-2-hropbeH3ni)aMuHo)-2-
OKCOITHIT ) (HEOTIEHTHI)aMHUHO )-2-0kcodTwN )- | H-urnazon-3-kapbokcamua (30b) (100 mr, 0,21 mMMoIb, BBIXOI
45%) B BuIE OEIIOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,83 (1, J=5,7 ', 1H), 8,18 (1, J=8,1 T'u, 1H), 7,81-7,58 (m, 1H), 7,57-
7,46 (M, 2H), 7,46-7,31 (m, 3H), 7,30-7,15 (M, 2H), 5,61-5,37 (m, 2H), 4,47 (n, J=5,4 T'ny, 2H), 4,32 (c, 2H), 3,04
(c, 2H), 1,14-0,71 (M, 9H);

F SIMP (282 MI'n, JIMCO-dg) & -120,96;

MC (ES+): 488,5 (M+1); (ES-): 486,5 (M-1).

Cxema 31

HATU, DIEA \/\@ T3K
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FIATL, 13IE A
iid

IMomyuenue (S)-1-(2-((2-((3-x0p-2-(h TOpOEH3MIT)aMHHO )- | -ITUKJIOTIPOTIHII-2 -OKCOITHI )aMHHO ) -2~
okcoaTin)- 1 H-unnazon-3-kapookcamuna (31d).
Craaus 1: MOJy4eHHE (S)-tper-6yTHi-(2-((3-x110p-2-Hh TOPOSH3MIT)aMHHO )- | ~ITUKIIOTTPOTIHII-2 -

okcoaTII)KapOamaTa (31b).

Peaxums (S)-2-((Tper-0yTOKCHKapOOHMIT)aMHHO )-2-IIUKJIONPOIMIYKCYCHOH KucnoTsl (31a) (232 wmr, 1,08
MMOJIb, TIOJTy4aJl B COOTBETCTBHH C METOJIOM, yka3zaHHBIM Hendricks, Robert Than et al.; B omyOnmkoBanHOK
3asBke Ha mateHT CIIIA, 2011/0230462) ¢ 3-xmop-2-dpropoersmnamuaoM (9d) (172 mr, 1,08 MMoib) 0 MeTO-
JIMKe, TIPUBEICHHOM IS CTaJMK 3 CXEMBI 2, Jlaja 1mocie o0paboTku peakimnoHHOH cMecH (S)-tpeT-0yTri-(2-((3-
XJIOP-2-PTOPOESH3IIT)aMUHO )- | -ITUKIOMPONTHI-2-0KCOdTHI)Kapoamar (31b), KOTOPHIH HCIIONB30BaId B TaKOM
BH/JIE Ha CJIEAYIONIEeH cTainu;

MC (ES-): 391,3 (M+CD).

Cranus 2: nomxydenue (S)-2-amuno-N-(3-xsop-2-¢propoen3mn)-2-nuknonponuianeramuna (31c).

Peaxius (S)-tper-0yTHin-(2-((3-xn0p-2-pTopOeH3MIT)aMHIHO)- | -IIUKIIOTTPOIHII-2-OKCOITHI )KapOamaTa
(31b) (378 mr, 1,06 MmMoIth) U3 ykazanHo# BeIIe ctaauu-1 ¢ TOK (1,5 mi, 19,07 MMOITB) IO METOAMKE, TIPHUBE-
JICHHOM JUTS CTauu 2 CXeMEHI 2, nana nocie o0pabotku peakiuonHoi cmecu TOK conb (S)-2-amuHo-N-(3-x710p-
2-¢ropOenzmin)-2-nuKonponuianeramus (31¢), KOTOpyro MCIOIb30BaIM Ha CIIEAyIOIIeH cTaauu 6e3 TOTOIHH-
TEILHON OYHCTKH;

MC (ES+): 257,3 (M+1).

Cramus 3: momyuenue (S)-1-(2-((2-((3-xmop-2-GpTopOeH3MIT)aMUHO )- | -ITUKIOTIPOITHII-2-OKCOITHII)aMHUHO )-
2-oxcoatun)-1 H-uanazon-3-kapbokcamuma (31d).

Peakmst TOK comu (S)-2-amuHo-N-(3-x70p-2-hTopOeH3mn)-2-ukinonponmianetamuna (31c) (272 wr,
1,06 mMoib) W3 cTamuu-2, yka3aHHOW BbImie, ¢ 2-(3-kapOamoni-1H-uHnazon-1-mi)ykcycHoit kuciotoit (2e)
(279 wmr, 1,27 MMOJIB) IO METOAMKE, IPUBSACHHON I CTAIUHM 3 CXEMBI 2, Jajia mociie 00pabOTKH peaKIMOHHON
CMECH M OYHCTKHU KOJOHOYHOH (udmI-xpoMaTorpadueii [cnnmkarens (24 r), smonpyst CMA80 8 CHCI;; ot 0 mo
30%] (S)-1-(2-((2-((3-xs10p-2-PTOPOCH3MIT )aMHHO ) - | -IIUKITIOTIPOITHII-2 -OKCOITHI )aMHUHO )-2-0KCO3 T )- | H-
uHaazoun-3-kapookcamun (31d) (21 mr, 0,046 MMouts, BeIX0A 4%) B BHIE OSIIOr0 TBEPIOTO BEIIECTBA C METAILIH-
YECKUM OTTECHKOM;

'H iMP (300 MI', AMCO-dg) 6 8,80 (1, J=7,8 ', 1H, obmenuBaromuiics ¢ D,0), 8,62 (T, J=5, 8 ', 1H,
obmenmBaromwmiics ¢ D,0), 8,17 (1, J=8,1 I'u, 1H), 7,81-7,60 (M, 2H), 7,54-7,36 (M, 3H), 7,32-7,20 (M, 2H), 7,14
(1, J=7,9 T'm, 1H), 5,27 (c, 2H), 4,49-4,24 (m, 2H), 3,77 (1, J=8,1 I'y, 1H), 1,17-1,00 (M, 1H), 0,59-0,41 (M, 3H),
0,37-0,22 (m, 1H);

PF SIMP (282 MTI'r, IMCO-dg) & -121,16;

MC (ES+): 480,5 (M+Na); (ES-): 456,4 (M-1), 492.,4 (M+Cl).
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Cxema 32
0o
COZH
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[Tonyuenne N—(2-((3—xnop-2—d)Top6eH3Hn)aMI/1Ho)—2—OKcoaTHn)—Z-( 1,3-1MOKCOU30MHTOTMH-2-11)-N-
n3onponmiamneramuaa (32b).

K pactBopy N-(3-xmop-2-propbensmn)-2-(u3onponmwiamuno )aneramuaa (19¢) (195 wmr, 0,75 mmons), N-
sTii-N-u3onpomwinponad-2-amunaa (0,66 mi, 3,77 mMois), 2-(1,3-IHOKCOU30MHIOTUH-2-1T) yKCYCHON KHCIIO-
ol (32a) (186 wmr, 0,9 mmons), B JAM®PA (6 ™) npubaBuau OpOM-TpHUC-TUPPONUANHODOCHOHMUM-
rexcadropdocdar (PyBrop, 422 mr, 0,9 MMOJIB) U IepeMeIIHBaIy IPU KOMHATHOW TeMIiepatype B TeucHue 14
4. PeaknmonHyro cMech pa30aBUIIM HACHIIICHHBIM BOJHBIM pacTBOpoM xuopuaa Hatpus (100 M) u akcTparupo-
Bamu EtOAc (3x100 mi). Opranudeckue CIOW CMEMIaIH, CYIIHIH, GUIBTPOBAIA M BBRIMAPHIN Mocyxa. [lomy-
YEeHHBIH OCTATOK OYMINAIN KOJOHOYHOH (hdmi-xpomarorpadueit [cunmkarens (24 r), samoupys MeOH B CHCI;
0-100%] c¢ momyuenmem N-(2-((3-xmop-2-pTopOeH3MIT)aMIUHO)-2-0KCOITHI)-2-(1,3-THOKCON30MHIOTNH-2-1T)-
N-m3onpomumnarneramuza (32b) (103 mr, 0,23 mmomns, Beixox 31%) B Buae 6eoro TBEpAOTro BEIIECTBA;

'H SIMP (300 MI', IMCO-de) & 8,73 u 8,34 (2, J=5,9 'y, 1H), 7,97-7,82 (m, 4H), 7,55-7,33 (v, 2H),
7,28-7,06 (M, 1H), 4,64-4,17 (m, 5H), 4,13 u 3,81 (2¢, 2H), 1,20 1 0,96 (21, J=6,6 I'y, 6H);

F SIMP (282 MTI', JAMCO-dg) 6 -121,07, -121,49 (ua ocHoBanuu SIMP coenuHeHHUE MPEACTaBISICT COOOM
CMEChH JIBYX POTAIMOHHBIX H30MEPOB ~B COOTHOIICHNH 1:1);

MC (ES+): 446,5 (M+1), 468,4 (M+Na); (ES-) 444,5 (M-1); PaccunTaHHbIi 3JIEMEHTHBIA aHAIH3 IS
CyH, CIFN;O4: C, 59,26; H, 4,75; N, 9,42; Haiineno: C, 58,86; H, 4,84; N, 9,36.

Cxema 33
cl ¢ N % o F
F. ‘>—CHO N N\)I\N Cl
H — =N O H
NaBH
HZN/\fr HOAC HATU, DIEA >  33b
16¢
[Monyuenne 1-(2-((2-((3-x710p-2-PTOPOESH3MIT)aMUHO )-2-0KCOITU ) (IIAKIIOTIPOTIFIIMETHII )aMUHO ) -2 -

okcoatmn)- 1 H-uanazon-3-kap6okcammuna (33b).

Cramus 1: momyaenne N-(3-xmop-2-hTopoeH3wn)-2-((IUKIONPOMMIMETHI )aMUHO )arieTamua (33a).

Peaxmms 2-amuno-N-(3-x710p-2-propdensmn)aneramuna (16¢) (250 mr, 1,15 MMoIB) ¢ HUKIIONpOIIaHKap-
6anpaerun (89 mr, 1,27 MMOJB) 10 METOIMKE, NIPUBEICHHONW A ctamuu 1 cxemsl 24 nana mocie o0paboTKH
peakuMOHHOM CcMecH ¥ OYHCTKM KOJIOHOYHOH  ¢iamr-xpomarorpadueii  N-(3-xmop-2-propobensmn)-2-
((umxnonponmmetrin)amuHo )anetamu (33a) (190 mr, Berxoa 38%);

MC (ES+): 271,3 (M+1).

Cranus 2: nomyuenue 1-(2-((2-((3-xm0p-2-pTopOeH3UIT)aMHHO)-2-0KCOITII)( IUKIOTPOITHIMETHII ) aMHHO ) -
2-okcoatun)- 1 H-uanazon-3-kapbokcamumaa (33b).

Peaxmust N-(3-xmop-2-propbensmn)-2-((ruknonporuameTn)amuHo )aretamuaa (33a) (190 mr, 0,7 MMotb)
¢ 2-(3-kap6amoni- 1 H-unnazon-1-um)ykcycHoit kuciotoi (2¢) (169 mr, 0,77 MMOJIb) IO METOIMKE, TTPUBEICH-
HOW JIJIs CTaAuK 3 CXEMBI 2, Jaja 1mocie 00paboTKH PeaKIMOHHON CMECH M OYHCTKH XpoMartorpadueit [cuiika-
rems (12 1), smompys CMA80 B CHCl; or 0 mo 60%)] 1-(2-((2-((3-xmop-2-hropbeH3nin)aMuHo)-2-
OKCOATHI ) (IIUKJIOTPOITMIMETHIT ) aMHHO )-2-0kc03Thi)- | H-uraazon-3-kapookcamuy (33b) (41 mr, 0,087 mMmoins,
BEIX0J 12%) B BUIe 0€JI0T0 TBEPAOTO BEIICCTBA;

'"H SIMP (300 MI', JIMCO-d) (cMech ABYX POTALHOHHEIX H30MepoB) & 8,96-8,39 (M, 1H), 8,18 (1, J=7.5
I'y, 1H), 7,87-7,66 (M, 1H), 7,62-7,03 (M, 7H), 5,54 (2¢, 2H), 4,57-3,98 (M, 4H), 3,46-3,39 (M, 1H), 3,22-2,99 (M,
1H), 1,22-0,69 (M, 1H), 0,62-0,04 (m, 4H);

PF SIMP (282 MI'n, IMCO-d¢) & -120,74, 121,14;

MC (ES+): 472,5 (M+1), 494,5 (M+Na); 470,6 (M-1).
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Cxema 34
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o o] F

34c 34d

Monyuenne  1-(2-(((2¢,3R)-1-((3-xm0p-2-hTOpOEH3NIT)aMHUHO)-3 -THAPOKCH- 1 -OKCOOyTaH-2-HJT)aMHHO)-2-
okcoaTin)- 1 H-unna3on-3-kapookcamuna (34d).

Cramus 1: momydenue tper-0yTmi-((2¢,3R)-1-((3-x10p-2-pTopOeH3mIT)aMIHO)-3-THIPOKCH- 1 -OKCOOyTaH-
2-un)kapbamara (34b).

Peaxmmst (2¢,3R)-2-((TpeT-0yToKCHKapOOHMIT)aMUHO)-3-THAPOKCHOYyTaHOBOH KucioTh (34a) (481 mr, 2,19
MMOJIB) ¢ 3-xJ0p-2-pTopoersmiamuaom (9d) (350 mr, 2,19 MMoOITB) 10 METOAVKE, MPUBSACHHON M CTaIuu 3
CXeMBI 2, aana mocie 00paboTKku peakuoHHOW cMecH TpeT-0yTmi-((2¢,3R)-1-((3-xm0p-2-hTopOeH3MIT)aMUHO)-
3-ruapoxcu-1-okcobyran-2-ui)kapoamat (34b), KOTOPHIN UCIIOIBL30BaIN B TAKOM BHJIE HA CIEAYIONICH CTaIuM.

Cramus 2: nonmyaenue (2¢,3R)-2-amuao-N-(3-x510p-2-PpTopOen3mn)-3-ruapokcudyranamuaa (34c).

Peaxius Tper-0yTHin-((2¢,3R)-1-((3-xmop-2-pTopdeH3nn)aMuHo)-3 -ruapokcu- 1 -okcoOyTan-2-
win)kapbamara (34b) (791 mr, 2,19 Mmonb) u3 ykazauno# Beiie cragun-1 ¢ TOK (3,04 mi, 39,5 mmous) o Me-
TOJMKE, IPUBEJCHHOMN s CTauK 2 CXeMBI 2, nana rocie o0padoTku peakiuonnoi cmecu TOK cons (2¢, 3R)-
2-amuHO-N-(3-x510p-2-(hTOpOEeH3MN)-3-rHaApoKcnOyTaHaMuaa (34c), KOTOPYIO MCHONB30BalM Ha CIEIyIOIIeH
craguu 0e3 IOTIOTHUTEIHbHOH OUMCTKH.

Cramust  3: momyuenune 1-(2-(((2¢,3R)-1-((3-xm0p-2-pTOpOEeH3MIT)aMUHO)-3 -THIPOKCH- | -OKCOOyTaH-2-
WJT)aMUHO )-2-0kcodTun)- 1 H-uanazon-3-kapookcamuaa (34d).

Peakmmst TOK comu (2¢,3R)-2-amuno-N-(3-xmmop-2-propodensun)-3-ruapokcudyranamuaa (34c) (680 wmr,
2,61 MMoIlb) M3 CTamuu-2, yKa3aHHOW BbImie, ¢ 2-(3-kapOamoni-1H-uHnazomn-1-mi)ykcycHoi kuciaotoit (2e)
(572 mr, 2,61 MMOIIB) TIO METOAMKE, TIPUBEIEHHOW Ha cxeme 32 mana mocie oOpaboTKy peakinoHHON cMecH 1-
(2-(((2¢,3R)-1-((3-x10p-2-hTOPOEH3MIT)aMUHO ) -3 -THIPOKCH- | -OKCOOYTaH-2 -MIT)aMUHO)-2-0Kcod3Thn )- 1 H-
nHpaazou-3-kapooxcamun (34d) (28 mr, 0,061 MmMouts, BeIXox 2%) B BHIE OSIIOT0 TBEPIOTO BEIIECTBA C METAIIIH-
YECKUM OTTEHKOM;

'H iMP (300 MTI', AMCO-dg) & 8,50 (T, J=5, 8 I't, 1H, oOmenuBatommiics ¢ D,0), 8,39 (x, J=8,3 I', 1H,
obmenmBaromwmiics ¢ D,0), 8,17 (1, J=8,1 I'n, 1H), 7,71 (c, 1H, odbmenuBaromuiics ¢ D,0), 7,62 (x, J=8,5 I'u,
1H), 7,52-7,36 (m, 3H), 7,34-7,22 (M, 2H), 7,18-7,05 (m, 1H), 5,36 (c, 2H), 5,07 (n, J=4,7 I'u, 1H, o6MeHnuBato-
muiics ¢ D,0), 4,37 (1, J=4,7 I'n, 2H), 4,20 (nn, J=8,3, 3,9 T'u, 1H), 4,13-4,02 (M, 1H), 1,07 (1, J=6,2 I'n, 3H);

F SIMP (282 MI'n, JIMCO-dg) & -121,36;

MC (ES+): 484,5 (M+Na); (ES-) 460,5 (M-1), 496,4 (M+CI).

Cxema 35
NH, F
cl Cl
" 00
cl — N
Cl Cl
35a 35b
OH
N\)J\ /\©/
HATU, DIEA

IMomyuenue 1-(2-((2-((3-xyop-2 -(1)T0p66H3I/1J1)aMI/IHO)-2-0KC03TI/IJ1) (mponmiT)amMuHO)-2-0KcoaTHi)-1 H-
uHaa30I-3-kapookcamunaa (35d).

Cranus 1: nomxyaenue 2-xmnop-N-(3-xi0p-2-propoensun)aneramuia (35b).

K pactBopy 2-xmopanetunxnopuna (35a) (1,04 r, 9,21 mmons) u tpudTninamusa (1,93 mi, 13,81 mmons) B
TT'® (10 mu) mpu 0°C npubasmmm (3-x10p-2-propdpenmn)meranamus (9d) (1,47 r, 9,21 mmois). Peakironnyro
CMech IIepeMEelINBalIM IIPY KOMHATHOH TeMIiepaTrype B TeYE€HHE HOYM, OoTackin Bojaoi (20 mi1) U sKcTparupo-
By [IXM (3x20 mur). OpraHudeckue CIoM CMEIIaIH, CyIIHIH, (GuiIbTpoBaau M KOHLUEHTPUPOBAIHM B BaKyyMe
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nocyxa. [TomyueHHsIl ocTaTok ounIamn xpomatorpadueii [cunukarens (24 1), smoupys EtOAc/MeOH (9:1) B
rekcade oT 0 1o 40%] ¢ noxydenuem 2-xnop-N-(3-xa0p-2-propdensmn)aneramuga (35b) (1,2 r, 5,08 mmons,
BBIX01 55%) B BHJIe 6€TI0TO TBEPAOTO BEIIECTRA,;

'H SIMP (300 MI'u, IMCO-dg) & 8,81 (t, J=5,2 ', 1H), 7,50 (11, J=7,8, 1,8 T'u, 1H), 7,35-7,26 (M, 1H),
7,25-7,15 (m, 1H), 4,37 (n, J=5, 8 Ty, 2H), 4,13 (c, 2H);

PF SIMP (282 MTI'n, IMCO) & -121,08;

MC (ES+) 236,2 (M+1); 234,1 (M-2).

Cramus 2: noyaenne N-(3-xmop-2-dTopoersmn)-2-(ponmiaMrHo )aeramuaa (35¢).

K pactBopy 2-x1mop-N-(3-xmop-2-propdbensun)arneramua (35b) (600 mr, 2,54 mmons) B CH;CN (10 mur)
npubaBunu nponat-1-amus (300 mr, 5,08 Mmons), K,CO; (878 mr, 6,35 MMoinb) u HarpeBanu npu 60°C B Teue-
Hue 5 4. Heoprannieckoe TBepAoe BEIIECTBO YAAIHIN (QIIBTPOBAHHEM M (IIBTPAT KOHICHTPHUPOBAIN B Ba-
KyyMe nocyxa. [lomydeHHsIil ocTaTok ounanu xpomartorpadueii [cummmkarens (12 1), amoupys EtOAc/MeOH
(9:1) B rekcane ot 0 1o 60%] ¢ monydenuem N-(3-xmop-2-hTopOeH3mn)-2-(mpomnmiaMiHo )aneTamMuaa (35¢) (468
mr, 1,81 mmoutb, Berxon 71%) B BUE KENTOTO Maclia;

'H SIMP (300 MI'n, IMCO-dg) & 8,35 (r, J=5,9 ', 1H), 7,53-7,39 (m, 1H), 7,34-7,22 (m, 1H), 7,22-7,11
(M, 1H), 4,37 (n, J=6,0 T'u, 2H), 3,12 (c, 2H), 2,41 (1, J=7,1 T'u, 2H), 2,16 (c, 1H), 1,50-1,29 (M, 2H), 0,84 (T,
J=7,4Tu, 3H);

F SIMP (282 MI'n, JIMCO) & -121,68;

MC (ES+) 259,4 (M+1); 257,3 (M-1).

Cragus  3:  momydyeHue 1-(2-((2-((3-xnop-2-pTopOEH3MII)aMUHO ) -2-0KCOITHI ) (TIPOTTHIT)aMHHO ) -2~
okcoatmn)- 1 H-uanazon-3-kap6okcammna (35d).

Peaxmust N-(3-xm0p-2-pTopoensmn)-2-(nponmnamuno)anetamuaa (35¢) (130 mr, 0,50 mmoms) ¢ 2-(3-
kapOamoni-1 H-uanazon-1-mn)ykcycHout kucnoroit (2¢) (121 mr, 0,55 MMoOIb) IO METOIUKE, MPUBEACHHON IS
cTamuu 3 CXeMbl 2, nama mociie o0paboTku peaknnoHHOW cmecu 1-(2-((2-((3-xmop-2-pTopOeH3min)aMuHo)-2-
OKCOATHI ) (TIPOTIHI)aMUHO )-2-0Kco3TiN )- | H-namazon-3-kapbokcamun (35d) (155 mr, 0,34 mmons, Bexon 67%)
B BUJIe O€JI0TO TBEPAOTO BEIIECTBA;

'H SIMP (300 MI', JIMCO-dg) (cMech ABYX pOTAIMOHHBIX H30MepoB) & 8,84 u 8,48 (21, J=5, 8 ', 1H),
8,23-8,13 (m, 1H), 7,71 (m, J=8,3 I'u, 1H), 7,61-7,03 (m, 7H), 5,56 u 5,47 (2c, 2H), 4,46 n 4,33 (21, J=5,7 I'ny,
2H), 4,24 u 3,95 (2¢, 2H), 3,49-3,38 (m, 1H), 3,25-3,13 (m, 1H), 1,53 (M, 2H), 0,93 u 0,77 (21, J=7,3 ', 3H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,25, 121,63;

MC (ES+) 482,5 (M+Na); 458,4 (M-1).

Cxema 36
° OH
cl al
F N F N\)L
H &, H = /
C'/\Ic])/ K,CO, H/\g’ HATU, DIEA
350 36a
INomyuenue 1-(2-((2-((3-xy0p-2 -(1)T0p66H3I/IJ1)aMI/IHO)—2-0KC03TI/IJ1) (3TI/IJ‘I)aMI/IHO)—2 -okcoatmn)-1H-

uHIa30I-3-kapookcamunaa (36b).

Cranus 1: noxyaenue N-(3-xyop-2-¢pTopoensmn)-2-(3TunamMmuHo ))aneramusa (36a).

Peaxmms 2-xmop-N-(3-xm0p-2-pTopoen3mn)aneramuna (35b) (600 mr, 2,54 MMOIIb) ¢ dTAaHAMHH THAPOXJIIO-
pugoMm (415 mr, 5,08 MMOTIB) IO METOIMKE, TIPUBEICHHON ISl CTAIUU 2 cXeMBbI 35, mana mociie o0paboTKu pe-
akiuonHon cmecu N-(3-xmop-2-propoensmn)-2-(3tmraMuHo Jaretamun (36a) (494 mr, 2,02 mmonb, BeIxox 79%)
B BUJIC )KEIITOTO MacIa;

'H SIMP (300 MI'u, IMCO-dg) & 8,39 (t, J=5, 8 T'u, 1H), 7,53-7,40 (m, 1H), 7,33-7,23 (m, 1H), 7,23-7,13
(M, 1H), 4,37 (m, J=5,9 T'm, 2H), 3,14 (c, 2H), 2,50 (x, J=7,1 I'n, 2H), 2,25 (¢, 1H), 1,00 (T, J=7,1 I'u, 3H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,72;

MC (ES+) 245,3 (M+1); 243,2 (M-1).

Cramus 2: momydenue 1-(2-((2-((3-x10p-2-GpTOpOESH3MIT)aMUHO )-2-0KCOITHI)(ITHIT)aMHHO )-2-OKCOITHI)-
1H-unnazon-3-kapbokcamuna (36b).

Peakmms  N-(3-x70p-2-propbensun)-2-(3tunamuno)aneramuaa (36a) (174 wmr, 0,71 mmoms) ¢ 2-(3-
kapOamowi-1 H-unnazon-1-mn)ykcycroit kucnotoit (2¢) (171 mr, 0,78 MMOIIB) IO METOUKE, TPUBEICHHON IS
cTamuu 3 cxXeMsbl 2, nanma mociie o0paboTku peakiuonHou cmecu 1-(2-((2-((3-xmmop-2-pTopOeH3MIT)aMHHO)-2-
OKCOATHI ) (3THIT)aMHUHO )-2-0Kco3THN)- 1 H-nanazon-3-kapbokcamun (36b) (69 mr, 0,156 mmonb, Berxon 22%) B
BHJie OENIOro TBEPOTo BEIIECTBA;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX pOTalMOHHBIX H30MepoB) O 8,85 u 8,49 (21, J=5,5 I'u, 1H),
8,18 (m, J=8,1 I'y, 1H), 7,71 (m, J=7,4 I'u, 1H), 7,62-7,09 (m, 7H), 5,57 u 5,45 (2¢, 2H), 4,46 u 4,34 (21, J=5,5
I'm, 2H), 4,24 1 3,95 (2¢, 2H), 3,56-3,24 (M, 2H), 1,23 u 0,97 (21, J=7,1 'y, 3H);

PF SIMP (282 MT', IMCO-dg) & -121,28, 121,65; MC (ES+) 468,5 (M+Na); 444,5 (M-1); [Ha ocHOBaHHH
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SIMP nanHOE COCTUHEHHUE MPENCTABIACT COOOM CMECh POTAIIMOHHBIX H30MEPOB B COOTHOMECHUH 1:1].

Cxema 37

0 OH

cu/ﬁg \:© —’\( J@ HATU, DIEA N\)J\ /\©/

KoCO;4
35b

[Tonyuenne 1-(2-((2-((3-x70p-2-dpTOp 6eH3Hn)aMHHo)—2-OKcoaTHn) (I/I306yTI/IH)aMI/IHO)-2-0K003TI/IH)- 1H-
nHAa301-3-kapbokcamuna (37b).

Cramus 1: momyaenne N-(3-xmop-2-hpropoeHs3un)-2-(n300yTrumaMuno )aetamua (37a).

Peaxums 2-xmop-N-(3-xnop-2-dpropbensun)aneramuna (35b) (200 mr, 0,85 mmons) ¢ nzo0yrunamun (124
Mr, 1,7 MMOJIB), IO METOJVIKE, TIPUBCACHHON JUIS CTAAMU 2 CXEMBI 35, mana mociie 00pabOTKH peakIMOHHON
cMmecu N-(3-xmop-2-hropOensmn)-2-(u3o0yTunamuno)aneramun (37a) (50 mr, 0,18 mmouns, Bexon 22%) B BuIE
xkenroro Macna; MC (ES+): 273,4 (M+1); (ES-) 271,3 (M-1).

Cragus  2: momyuenwe  1-(2-((2-((3-xmop-2-propOeH3MIT)aMUHO )-2-0KCOITHI ) (U300 Y THI )aMUHO )-2-
okcoatmn)- 1 H-uanazon-3-kap6okcammuna (37b).

Peakmust N-(3-xmop-2-dropbensmn)-2-(n3obyTmnamuno)aneramuaa (37a) (54 wmr, 0,2 mmonp) ¢ 2-(3-
kapOamoni-1 H-urmazon-1-mn)ykcycHoit kucnorout (2¢) (48 mr, 0,22 MMOJIb) TI0 METOIUKE, IPUBEICHHON IS
ctaguu 3 cXembl 2, mocie 00paboTKN peaKIMOHHOW CMECH M OYHCTKH KOJIOHOYHOW XpomaTorpadueit [cuimuka-
rens (12 1), amoupys CMAS0 B CHCl; or 0 mo 40%] mama 1-(2-((2-((3-xmop-2-propbenH3uin)aMuHo)-2-
OKCOATHI ) (M300yTHIT)aMHHO )-2-0KcodTwN)- | H-mapa3on-3-xkapookcamun (37b) (48 mr, 0,1 mmons, Beixon 51%) B
BHJie OENIoro TBEPOro BEIIECTBA;

'H SIMP (300 MI'u, JIMCO-de) & 8,84 u 8,48 (21, J=5,6 T'u, 1H), 8,18 (x, J=8,2 ', 1H), 7,78-7,65 (M,
1H), 7,59-7,00 (m, 7H), 5,54 u 5,50 (2¢, 2H), 4,53-3,86 (M, 4H), 3,34-2,97 (m, 2H), 2,10-1,65 (m, 1H), 0,99 u
0,79 (2m, J=6, 6 I', 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,22, 121,64;

MC (ES+): 474,5 (M+1); (ES-): 472,4 (M-1); [Ha ocHOBanuu SIMP nanHOe coenuHEHHE NPEACTABISIET CO-
001 cMech POTAIMOHHBIX H30MEPOB B COOTHOIICHHUH 3:2].

Cxema 38
N N
cl
F N\)L
R NHz ’N/\ﬂ/
C'/\g/ K,CO, HN/\n/ HATU, DIEA

35b

Moxyuenne 1-(2-((2-((3-xmop-2- (1)Top6eH3I/m)aMI/IHO) 2- 0KCO3TI/IJ‘I)(III/IKJ'I06YTI/IJI)aMI/IHO) 2-okcoatin)-1H-
uHaa30-3-kapookcamunaa (38b).

Cranus 1: nomyaenue N-(3-xsop-2-¢pTopoen3nn)-2-(nukaodyrninamuto )areramuaa (38a).

Peakmus 2-xmop-N-(3-xm0p-2-dhropoensmin)aneramuna (35b) (530 mr, 2,25 MMOIb) ¢ IUKIO0yTaHAMHHOM
(319 wmr, 4,49 MMOJIB), IO METOTUKE, IPUBSACHHON JUIS CTAIUK 2 CXEMBI 35, nana mocie 00padOTKU PeaKIIHOH-
HOW CMeCH W OYHCTKH XpomaTorpadueii [cmmkarens (12 1), amoupys EtOAc/MeOH (9:1) B rekcane ot 0 10
60%] N-(3-xmop-2-propbensmn)-2-(muxnodyrunamuno)aneramun (38a) (523 mr, 1,93 mmons, Beixox 86%) B
BHUJIE KEITOTO Maca;

'H SIMP (300 MI', IMCO-dq) & 8,33 (r, J=5,9 ', 1H), 7,52-7,39 (m, 1H), 7,32-7,23 (m, 1H), 7,23-7,14
(M, 1H), 4,34 (7, J=6, 0 I'u, 2H), 3,18-3,07 (M, 1H), 3,05 (c, 2H), 2,37 (¢, 1H), 2,11-1,96 (M, 2H), 1,75-1,44 (M,
4H);

PF SIMP (282 MTI'ny, IMCO-dg) & -121,68;

MC (ES+): 271,4 (M+1); (ES-): 269,3 (M-1);

Cramuss  2: mnomydenue 1-(2-((2-((3-xmop-2-hpTopOeH3MIT)aMIHO)-2-0KCOITHI )(IUKIOO Y THII)aMUHO)-2 -
okcoaTin)- 1 H-unna3on-3-kapookcamuna (38b).

Peaxums N-(3-x10p-2-dpropoensmn)-2-(mukiodyTrinamMuHo )aneramuaa (38a) (210 mr, 0,78 mmois) ¢ 2-(3-
kap6amomit-1H-unnazon-1-nm)ykcycHoit kucioroit (2e) (187 mr, 0,85 MMOJIb) M0 METOMKE, TPUBEACHHON /IS
cTamuu 3 cXeMsbl 2, nana mociie o0paboTku peakiuonHor cmecu 1-(2-((2-((3-xmmop-2-pTopOeH3MI)aMHHO)-2-
OKCO3THII ) (LIMKIIO0Y THIT)aMUHO )-2-0Kc03TH ) - | H-nHnazomn-3-kapookcamuy (38b) (298 wmr, 0,63 MMonb, BEIXOA
81%) B Buze 6€70T0 TBEPAOTO BEUIECTBA C METAIUIMICCKIM OTTEHKOM;

'H SIMP (300 MI't, IMCO-dg) & 8,87 u 8,43 (2t, J=5, 8 T'u, 1H), 8,18 (1, J=7,6 I'u, 1H), 7,71 (c, 1H),
7,62-7,02 (M, 7TH), 5,56 u 5,42 (c, 2H), 4,75-4,50 (M, 1H), 4,49-4,02 (M, 4H), 2,30-2,09 (M, 2H), 2,03-1,86 (M,
2H), 1,74-1,46 (M, 2H);
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PF SIMP (282 MI'n, IMCO-dg) & -121,23, 121,61;
MC (ES+): 494,5 (M+Na); ES(-): 470,4 (M-1); [na ocHoBanuu SIMP nanHOe coequHEHHE NPEACTABISACT
co00i1 cMech pOTallMOHHBIX U30MEPOB B COOTHOIIECHNH 2:3].
Cxema 39

3 )\/

7N
OEt oRt \N( NaOH
cw/\n/ _NH, HN/\n/ r'\l/\n/ HCl
PhcH, ~ _k_ 0 =N O
KHIS, HATU, DIEA 0% OEt
HoN
39a 39b JIM®DA 2 o 39¢

¢ oOparH.

XoJon.

,N/\W\S\ HATU, DIEA JIMDA % /\ﬂ/ \)L

O  3ud

HyN

IMomyuenue 1—(2-((2-(((6—6p0MHI/IpI/I,HI/IH 2- I/IJ'I)MeTI/IJ'I)aMI/IHO) 2-0KCO3THII)(M30IPOIIHI)aMUHO)-2-
okcoatnn)- 1 H-uanazon-3-kapo6okcamuna (391).

Cramus 1: mosydeHue 3Twi-2-(n3omnponwiaMuno)amnerata (39b) IlepememmBaemblii pacTBOp MpOIaH-2-
amuHa (22,94 mu1, 269 mmons) u atrn-2-xmnoparnerara (39a) (19,21 mur, 180 mmons) B Tomyose (200 mur) Harpe-
BaJIM TIPY KUIITYCHUH B TEUCHHE 2 U, OXJKIAIN IO KOMHATHON TEMIepaTyphl, pa30aBIiIN HACHIIICHHBIM BOJ-
HBIM pacTBopoM xiopuaa Hatpus (300 mur) u sxcrparupoBanu EtOAc (2x300 muir). Opranudeckue caou cMera-
JH, CYIIWIH, (QIIBTPOBAM W BBIIAPIINA JocyXa. [IOMydeHHBI OCTaTOK OYHINATK KOJOHOYHOHM (hidmI-
xpomarorpadueii [cmmmkarens, 80 T, amoupys EtOAc B cmecn rekcanoB ot 0-30%) ¢ momydeHueMm >THI-2-
(m3omponmnamuHo )aneTara (39b) (18,78 r, 129 Mmoib, Beixo 72%) B BHJIE KEJITOTO MOTYTBEPOTO BEIICCTBA;

MC (ES+): 146,2 (M+1); (ES-) 180,1 (M+CI).

Cramust 2: mnomydenue d1mi-2-(2-(3-xapbamon-1H-unnaszon-1-um)-N-u3onponunaneraMuo )areraTa
(390¢).

Peaxums stnn-2-(n3onponuiamuno)anerara (39b) (4,42 r, 30,4 mmons) ¢ 2-(3-kapbamonn-1H-unnazon-1-
W) yKcycHo#t kucnoroit (2¢) (4,00 r, 18,25 MMoib) 10 MeTo¥Ke, IPUBEACHHOMN JUIS CTaJuu 3 CXeMbI 2, naa
mocie 00paboTku pEaKIMOHHOK cMecH 3Tr-2-(2-(3-kap6amom- 1 H-ungazon- 1 -mm)-N-
n3omponuiIaneraMmuio)anetar (39¢) B BUie TEMHO-)KEJITOTO Macia, KOTOpoe ObLIO HCITOJIb30BAHO B TAKOM BHIE
Ha CJIeAYIOIIeH cTauu.

Cramus 3: momydenne 2-(2-(3-xap6amoni-1H-unmazomn-1-mr)-N-H30mponuaneTaMuI0 )yKCyCHOH KHCIIO-
THI (39d).

K pactBopy atmin-2-(2-(3-xap6amoni- 1 H-urmazon-1-un)-N-uzonponuianeramuao)arerara (39¢) (3,00 r,
8,66 MMonp) B anetonutpuiie (30 Mu) pu KOMHATHOW TeMmeparype npudaBwin ruapokcun Hatpus (0,762 r,
19,05 mmons) B 30 mn H,O) u nepeMemvBany B TeU€HHE HOUU. ALETOHUTPUII yJAIUIH BEINAPUBAHUEM B Ba-
KyyMe U BoaHbli cnoi mommenoywau | N NaOH, npombuin 3¢upom. OCHOBHEIN BOTHBIN CIIOH TOIKUCITHIN
nensaoi 1 N HCl u nonyueHHOE TBepioe BEIecTBO coOpaiy pUIBTPOBAHUEM, CYIIMIIN B BAKYyME C TIOITy4EeHHU-
eM 2-(2-(3-xap6amoni-1H-nnnazon-1-nmm)-N-uzonponmianeramuno)ykcycnod kuciaotsl (39d) (1,53 r, 4,81
MMOJIb, BbIX0J 55,5%) B BUJIE KEJITOTO TBEPAOrO BEILIECTBA;

MC (ES+): 341,4 (M+Na); (ES-) 317,4 (M-1).

Cramus 4: nomydenue 1-(2-((2-(((6-OpoMTUpHINH-2-HIT)METHIT)aMHUHO )-2-0KCOITHI )(M30TIPOITHIT)aMHUHO )-
2-okcoatun)-1 H-uanazon-3-kapbokcamuaa (391).

Peaxmmst 2-(2-(3-kap6amoni- 1 H-unnazom-1-wmm)-N-u3omnponuiamneraMuao))ykcycHoi kucnotsl (39d) (0,15
1, 0,47 MmMoutb) ¢ (6-OpoMmupuanH-2-un)meranamuaoMm (39¢) (0,115 r, 0,613 MMoIIB), IO METOIMKE, TIPUBEICH-
HOM Jyist cTaguu 3 cxeMbl 2, jgana mocie o0paboTKM peakIMOHHOM CMECH M OYHCTKHM KOJIOHOYHOHM (uidmI-
xpoMmartorpapueid [cmmmkarens, 24 r, smoupys MeOH B CHCl; 0-100%) 1-(2-((2-(((6-Opommupumun-2-
WJT)METHIT)aMHHO )-2-0KCOA T )(M30TPOIHIT)aMHHO )-2-0KkcoaTii )- 1 H-nanazon-3-kapbokcamun  (39f) (65 wr,
0,13 mMomb, BBIXOA 28%) B BHIIE OETIOT0 TBEPJOrO BENIECTBA C METAJUIMYECKHM OTTEHKOM, KOTOPOE HA OCHOBA-
HUM JaHHBIX SIMP ananu3a npeactaBisuio coOOW cMeCh POTAIMOHHBIX H30MEPOB;

'H SIMP (300 MI'u, JIMCO-de) & 8,92 u 8,46 (21, J=6,1 I'u, 1H), 8,23-8,12 (m, 1H), 7,78-7,18 (v, 8H),
5,59 u 5,46 (2¢c, 2H), 4,63-4,50 (M, 1H), 4,46 (x, J=5,7 I'm) u 4,31 (x, J=6,1 I'n) (21, 2H), 4,25 u 3,85 (2¢c, 2H),
1,25 (1, J=6,2 T'm) u 1,02 (7, J=6,8, 2,0 I'n) (o u m, 6H);

'H SIMP (300 MI'u, IMCO-d¢/D,0) & 8,17-8,09 (M, 1H), 7,69 (t, J=7,7 T'u, 1H), 7,61-7,33 (m, 4H), 7,31-
7,16 (m, 1H), 5,57 (c) m 5,42 (c) (2¢c, 2H), 4,59-4,46 (M, 1H), 4,43 (c) 1 4,29 (2¢, 2H), 4,19 (c, 1H), 1,22 (7, J=6,4
I'm) u 1,00 (7, J=6,8 T') (21, 6H);

MC (ES+): 487,5, 489,5 (M+2), 509,5, 511,5 (M+Na); (ES-): 485,4, 487,5 (M-1), 521,4, 523,4 (M+Cl).
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Cxema 40

HATU DIEA, M‘I’A% ,-.._Trm\,lL I:j

=N 0 J\
OH

394

HaM

IMomyuenue 1-(2-((2—((3-xnop—Z-q)Topq)eHI/m)aMI/IHO) 2-0KCO3THIT)(M30IIPOIINIT)aMUHO )-2-0Kco3THII )- 1 H-
uHIa30-3-kapookcamunaa (40b).

Peaxmmst 2-(2-(3-kap6amoni- 1 H-unnazom-1-wmm)-N-u3onponuiamneraMuao)ykcycHoi kucnotsl (39d) (0,15
1, 0,47 MMonb) ¢ 3-x70p-2-hTopanmmmaoM (40a) (0,089 1, 0,613 MMOmB) MO METOIMKE, IPUBEIEHHOM IS CTa-
MU 3 cXeMBI 2, Jana mocie o0paboTKu peakIMOHHONW CMECH M OYUCTKH KOJIOHOYHOW (ummi-xpomaTtorpaduei
[cmmukarens, 24 1, osmoumpys MeOH B CHCl; 0-30%) 1-(2-((2-((3-x10p-2-hTopdernn)aMuHo)-2-
OKCOITHIT ) (M30TIPOITHIT)aMUHO )-2-0Kkc03ThN )- | H-mHmazon-3-kap6okcamun (40b) (51 wmr, 0,11 MMosb, BBIXOI
24%) B Buze O€I0TO TBEPAOTO BEIIECTBA C METATMYECKUM OTTEHKOM;

'H SIMP (300 MI', JIMCO-de) & 10,34 1 9,86 (2¢c, 1H), 8,29-8,10 (m, 1H), 8,02-7,51 (m, 3H), 7,51-7,06
(M, 5H), 5,63 u 5,48 (c, 2H), 4,79-3,92 (m, 3H), 1,26 (n, J=6,6 T'm) u 1,06 (x, J=6,8 I'm) (21, 6H);

F SIMP (282 MI', IMCO-dy) & -126,60; (1a ocroBaruu SIMP 1aHHOE COEIMHEHHE MPEICTABISLCT COGOIT
CMECh POTAIIMOHHBIX U30MEPOB COOTHOIIEHHE 2:3);

MC (ES+): 446,5 (M+1); MC (ES-): 444,4 (M-1), 480,4 (M+CI).

Cxema 41
Br
o TIM®A g
W HATU, DIEA [ N
N 1 N L

=N Q F =l u]

9] OH
HaN H:N Br o Hin
U asg ] 41b

[Momyuenne  1-(2-((2-((3-6pom-2-hTopdennn)aMuHO )-2-0KCOITHII)(M3OTPOTIHIT ) aMIHO )-2-0KCoaTHI)- 1 H-
nHAa301-3-kapbokcamuna (41b).

Peakmus 2-(2-(3-kap6amornn- 1 H-urma30:7-1-m1)-N-n3onponuinanetaMuao))ykeycHolt kuciots (39d) (0,15
r, 0,47 MMoI1B) € 3-6pom-2-pTopanuiarHoM (41a) (90 mr, 0,47 MMOJIB) IO METOIMKE, IPUBEICHHON JUIS CTaany 3
CXeMBI 2, fana mocie 00pabOTKU PEeakIMOHHONW CMECH M OYHCTKH KOJIOHOYHOW (dmi-xpomaTtorpadueit [cumm-
karens, 24 1, osmompys MeOH B CHCl; or 0-100%) 1-(2-((2-((3-6pom-2-dropdenmn)amuno)-2-
OKCOATHII ) (M30TIPOITIIT)aMHHO )-2-0kc03Twn) - | H-mHnazon-3-kapookcamun (41b) (48 mr, 0,1 mmois, Berxox 21%)
B BUJIC 0OEJI0TO TBEPAOT0 BEIIECTBA C METAIUTMYCCKIM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-dg) & 10,34 u 9,85 (2¢, 1H), 8,28-7,02 (M, 9H), 5,63 u 5,49 (2¢c, 2H), 4,83-3,91
(M, 3H), 1,26 (n, J=6,5 '), 1,06 (&, J=6,9 I'm) (21, 6H);

YF aMP (282 MI'u, AMCO-dg) o -118,22 (m, J=3,7 I'); (Ha ocHoBanuu SIMP naHHOE coenMHCHUE TIpEI-
CTaBJsIET COO0H CMECh POTAIIMOHHBIX H30MEPOB B COOTHOIICHHH -2:3);

MC (ES+): 490,4, 492,5 (M+2);

MC (ES-): 488,3, 490,3 (M-2).

Cxema 42
OH N N
cl E
F § wt a
H H,N r
cl —_— =N
/ﬁg K,CO3 HN/\n/ HATU, DIEA
350 42a

OH

Monyuenne 1-(2-((2-((3-xmop-2-hpTOpOSH3UIT)aMHUHO)-2-0KCOITHI )( 2-THUAPOKCHUITHIT )aMHHO )-2-OKCOITHI)-
1H-unna3on-3-kapookcammuna (42b).

Cranus 1: noxyuenue N-(3-xsop-2-¢pTopoensmn)-2-((2-ruagpoKCHUITHIN)aMUHO )atieTaMmua (42a).

Peaxums 2-xmop-N-(3-xmnop-2-dpropbensun)aneramuna (35b) (500 mr, 2,12 MMonb) ¢ 2-aMHHOATaHOJIOM
(259 wr, 4,24 MMOJIB) IO METOJIUKE, MIPUBEICHHON IS CTAAUU 2 CXEMBI 35, 1aja mocie 00pabOTKU PeaKIMOH-
HOM cMecH M OYHCTKH Xpomatorpaduei [cunukarens (12 1), amoupys EtOAc/MeOH (9:1) B rekcane ot 0 mo
60%] N-(3-x10p-2-Ppropdensmn)-2-((2-runpokcuaTuia)amuno))auetramMua (42a) (402 wmr, 1,54 Mmoib, BBIXOJ
73%) B Buze OECLIBETHOTO Maca;

'H SIMP (300 MI't, IMCO-dg) & 8,45 (t, J=6,0 ', 1H), 7,53-7,40 (m, 1H), 7,33-7,23 (m, 1H), 7,23-7,11
(M, 1H), 4,54 (c, 1H), 4,36 (1, J=6,0 I'y, 2H), 3,52-3,40 (M, 2H), 3,16 (c, 3H), 2,55 (T, J=5,6 ', 2H);

PF SIMP (282 MTI', IMCO-de) & -73,53 (mux TDK), -121,72;

MC (ES+): 261,3 (M+1), 283,3 (M+Na); (ES-): 259,3 (M-1).
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Cramus 2: momydenue 1-(2-((2-((3-xmop-2-¢propOeH3ui)aMuHO)-2-0KCoaTHI)(2-THAPOKCHUITHIIT)aMHHO)-2-
okcoaTn)- 1 H-unna3on-3-kapookcamuna (42b).

Peaxmust N-(3-x5mop-2-¢hropOen3nn)-2-((2-ruapoKcudIThI )aMHuHO JarteTamuaa (42a) (210 mr, 0,81 mmods) ¢
2-(3-kapbamonn-1H-unmazon-1-mr)ykcycHoit kucmoroit (2¢) (194 mr, 0,89 MMoIIb) MO METOIUKE, MPUBEACHHON
JUTSI CTauu 3 cXeMbl 2, nana mociie 00paboTku peakiuonHoi cmecu 1-(2-((2-((3-xmop-2-¢pTopOeH3mIT)aMuHO)-2-
OKCOITHI)(2-TUAPOKCUITHI ) aMHHO )-2-0KcOodTHIT)- | H-uamazon-3-kapbokcamuy (42b) (128 mr, 0,28 MMoIb, BBI-
xo1 34%) B BUIEe OEJIOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI', IMCO-ds) & 8,87 u 8,57 (21, J=5,8 T'u, 1H), 8,18 (n, J=8,1 T, 1H), 7,78-7,64 (M,
1H), 7,60-7,00 (m, 7H), 5,66 u 5,43 (2¢c, 2H), 5,24 n 4,762 (21, J=5,1 I'u, 1H), 4,49-4,32 (M, 2H), 4,00 (c, 1H),
3,72-3,55 (m, 3H), 3,51-3,39 (M, 1H), 3,34-3,26 (M, 1H);

F SIMP (282 MI'n, IMCO-dg) & -121,33, 121,63;

MC (ES-): 460,5 (M-1); [Ha ocHoBanuu SIMP nanHoe coequHeHHE penCTaBIsIeT co00i cMech ABYX poTa-
LMOHHBIX U30MEPOB B COOTHOILIEHUU 2:5].

Cxema 43
o}

N KoCO3 tBu-o)H Oj,O-tBu
N.

> N, +

N
- o} N 7 "N
EtOOC NH, Br\)l\o_tBu S-( ;—{

433 EtOOC NH, EtOOC NH,

43b 43c
COH
0o )S\Me r 2 PyBrop
tBu-o)l\ Me0OC. A\ .COOMe N, DIPEA
H W N
New 43d L{ NH, cl
5\ { Eooc”  \=( E
NH

0
RNon N\/U\N cl
Me00C™ NN N, H
HN LN_>_N> o  NaoH NN

EtOOC VA
HN N
H o
4sf Fb 43g

[Honyuenue 2-(6-amuHO-4-0kC0-4,5-muruapo-2H-mupazono| 3,4-d Jnupumuaus-2 -mn)-N-(2-(3-xmop-2-
($ropOeH3nIamMmHo)-2-0kcoaTmi)-N-n3onponmianeTamuna (43g).

Cramuss 1: momydenne 3THi-3-aMuHO-1-(2-(TpeT-OyTOoKCcH)-2-0Kc0aTIIN)-1 H-ntpasosn-4-kapOokcunarta
(43c¢).

K pactBopy otui-3-amuno-1H-nmupazon-4-kapbokcunara (43a) (5 r, 31,6 MMoib) W TpeT-OyTHI-2-
opomarierara (5,60 mi, 37,9 mmons) B JIM®DA (20 mi) mpubaBuinu kapOooHat kams (6,55 r, 47,4 MMoITb) U Tie-
pEMENIMBaIK P KOMHATHON TeMIlepaType B TeueHne Houu. PeakmmoHHyto cMech paszdasmmm EtOAc (200 m),
npoMbIBaiy Bojoi (2x100 mir), HACBIIIEHHBIM BOJIHBIM pacTBOpoM xiyopuaa Hatpus (100 mu), cymwm, Gpuibt-
POBaM ¥ KOHIICHTPUPOBAIH B BakyyMe. OCTaTOK OYHIIAIH C IIOMOIIBIO (IIAII-KOJIOHOYHON XpoMaTorpadun Ha
cuiMKarene, JMoupys cMech TekcaHoB/EtOAc (ot 1:0 mo 2:1) ¢ mosydeHueMm OTHII-3-aMuHO-1-(2-(Tpet-
OyTokcu)-2-okcoaTn)- 1 H-mupason-4-kapbokcunara (43b) (1,16 r, 14%) B BHIIE KEITOTO TBEPOTO BEIECTBA;

'H SIMP (300 MT';, IMCO-de) & 7,93 (c, 1H), 5,37 (c, 2H), 4,69 (c, 2H), 4,17 (x, J=7,1 Ty, 2H), 1,42 (c,
9H), 1,24 (1, J=7,1 I'ny, 3H);

MC (ES+: 270,4 (M+1) n 292,4 (M+Na); u >tnn-5-amuHo-1-(2-(TpeT-0yTokcu)-2-okcoatmin)-1 H-nupazon-
4-kap6okcunara (43c) (1,56 T, 18%) B BuIIE KOPUUHEBOIT CMOJIBI.

'H SIMP (300 MT', IMCO-de) & 7,45 (c, 1H), 6,38 (c, 2H), 4,70 (c, 2H), 4,16 (x, J=7,1 Ty, 2H), 1,41 (c,
9H), 1,24 (1, J=7,1 I'n, 3H);

MC (ES’): 268,3 (M-1) u 304,3 (M+CI).

Cramus 2: nonyuenue (E)-2-(3-(amuHO(METOKCHKapOOHMIAMHUHO )METHIICHAMHHO )-4-(3TOKCHKapOOHMI)-
1 H-nupa3on-1-nin)ykcycHON KUCIOTHI (43¢e).

Cwmech aTri-3-aMuHo- 1 -(2-(TpeT-0yToKkcH)-2-0kcoaTmi)- | H-mupazon-4-kapbokcumnara (43b) (571 wmr, 2,12
MMOJIb) ¥ METHIIOBOTO 3upa (Z)-(METOKCUKapOOHWIAMHUHO )(METHITHO )METHIICHKapOaMUHOBOM KHUCIOTHI (43d)
(646 M) B yKCcycHOM kucioTe (5 mi1) HarpeBanu npu nepememmBanud npu 100°C B Teuenue Houn. PeakimoH-
HYI0 CMECh OXJIQJIMIIU 10 KOMHAaTHOH Temmepatypsl u pactupanu ¢ CHCl; ¢ mocnenyrommM GuiIbTpOBaHHEM,
MIPOMBIBAaHHUEM CHCl,, " CYIIKOH B BaKyyMe c MOJIy9eHHUEM (E)-2-(3-
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(amMuHO(METOKCHKapOOHMIIAMHUHO )METHIICHAMHHO )-4-(3TOKCnKapOoHm)- 1 H-nupa3osn-1-mi)yKCyCHOH — KHCIIOTHI
(43¢) (290 mr, 44%) B BHIE OEIIOTO TBEPOTO BEICCTBA;

'H SIMP (300 MI'u, IMCO-dg) 5 11,81 (yur c., 1H), 8,34 (c, 1H), 8,07 (c, 1H), 4,97 (c, 2H), 4,28 (x, J=7,1
I'y, 2H), 3,54 (¢, 3H), 1,30 (T, J=7,1 I'y, 3H);

MC (ES+): 314 (M+1),

Cramus 3: nomydenue (E)-atun-3-(ammHO(METOKCHKapOOHHIAMUHO))METHIIEHAMUHO)- 1 -(2-((2-(3-xmop-2-
(hbropOeH3NITAMITHO )-2-0KCOITHII )(I30TIPOITHI ) aMHHO )-2-0KcodTHIT)- | H-rtmpazon-4-kapookcunara (43f).

Peakmust (E)-2-(3-(amuHO(METOKCHKApOOHMWIAMHUHO )METUIICHAMIHO )-4-(3ToOKCuKapOoHwm)-1 H-upazon-1-
W) YKCYCHOU KHUCITOTHI (43e) (80 MT, 0,26 MMOJIb) c N-(3-xmop-2-propben3nn)-2-
(m3omnponmamuHo))areramuaoM (19¢) (79 mr, 0,306 MMOITB) 0 METOUKE, IPUBEISHHOM JIJISl CTaIUU 3 CXEMBI 2
nocyie 00pabOTKM PEaKIMOHHON CMECH M OYHCTKH KOJIOHOYHOW (piduI-xpomarorpadueil Ha CHIIMKarese, dJIou-
pys CHCI3/MeOH (ot 1:0 mno 19:1) nana (E)-3Twi-3-(aMuHO(METOKCHKapOOHIIIAMIHO )METHIICHAMHHO )- 1 -(2-((2-
(3-x10p-2-hTOPOCHINITAMHHO )-2-0KCOATHIT)(N30TIPOTIHIT )aMHHO)-2-0Kc03TH )- | H-rmpazon-4-kapookcunar (43f)
(64 mr, 45%) B BHIE OEIOTO TBEPOTO BEIICCTBA C METAJUTUICCKAM OTTCHKOM;

'H SIMP ((300 MI'u, IMCO-d) (B BHIE cMecH ABYX POTALMOHHBIX m30MepoB): & 11,60 (¢, 1H), 8,75 u
8,33 (21, 1H), 8,26 (c, 1H), 8,22 (c, 1H), 8,06 (n, J=13,5 I'u, 1H), 7,59-7, 05 (M, 3H), 5,25 u 5,05 (2¢c, 2H), 4,64-
4,50 1 4,17-3,98 (2m, 1H), 4,46-4,22 (m, 4H), 4,07 u 3,83 (2¢, 2H), 3,54 (c, 3H), 1,35-0,92 (M, 9H);

PF SIMP (282 MI', IMCO-de) & -121,28, -121,69;

MC (ES+): 554,6 M+1) u 556,6 (M+3);

MC (ES-): 588,6 u 590,6 (M+Cl).

Cramust 4: monydenue 2-(6-amuHO-4-0kCc0-4,5-muruapo-2H-nmpazono[3,4-d jmapumuams-2-wuim)-N-(2-(3-
XJI0p-2-PTOpOESH3MITAMUHO)-2-0KCO3THIT )-N-u3onponmianeTamuaa (43g).

K pacTBopy (E)->Tmi-3-(amuHO(METOKCMKapOOHIIIAMIHO )METHIIEHAMHHO )- 1 -(2-((2-(3-x510p-2-
(hropOEH3NITAMIHO )-2-0KCOITHII )(30TIPOIIHI ) aMHHO )-2-0KcodTHI)- | H-tupazon-4-kapbokcunara (43f) (54 wr,
0,097 mmous) B MeOH (8 mur) mpubasuim 1 N Boausiid ruapokeun Harpust (0,49 mi, 0,98 MMOJIB) M KUIISATHIIN B
TeueHne 2,5 4. PeaknnoHHyI0 cMech OXJIaamin 1O KOMHATHOM TeMIepaTypbl KOHICHTPUPOBAIHN B BaKyyMe IS
ynaneranss MeOH, paz6asumm Bonoit (10 mur) u moxkucawnu 4 N HCI. Ioxyuennsiii ocanok codpanu GuiIbTpo-
BaHMEM, CYIIWIN B BAaKyyMe C MoJy4eHHeM 2-(6-aMnHo-4-0kco-4,5-murunpo-2H-mmpazono[ 3,4-d Jnupumuaun-2-
mi)-N-(2-(3-xn0p-2-pTopben3nmtaMmuHo )-2-0kcoaTii )-N-n3onponmianeramuy (43n) (15 mr, 34%) B Buze Geno-
T'O TBEPJIOTO BELIECTBA;

'H SIMP (300 MTI, JIMCO-dg) (cMech nBYX poTammoHHEIX u3omepos) & 10,35 u 10,33 (2¢, 1H), 8,74 u
8,36 (21, 1H), 8,14 u §,13 (2¢, 1H), 7,60-7,07 (M, 3H), 6,20 (ym. c.,2H), 5,21 u 5,03 (2¢, 2H), 4,41 (7, J=5,6 I'm)
n 4,33 (g, J=5,7 I'n) (2m, 2H), 4,64-4,48 1 4,21-4,05 (2m, 1H), 4,10 u 3,83 (2¢, 2H), 1,15 (7, J=6,4 I'm) n 0,97 (z,
J=6,8 ') (21, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,35, -121,73. MC (ES+): 450,5 (M+1).

Cxema 44
HO
7N
Cl
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HO
[Tonyuenne 1-(2-((2-((3-xmmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHN ) (3-TUAPOKCHTIPOITHIT )aMHUHO )-2-

okcoaTin)- 1 H-unnazon-3-kapookcamuna (44b).

Cranus 1: nomyaenue N-(3-xsop-2-¢pTopoensnn)-2-((3-ruqpoKcupoIii)aMiHo )aietaMua (44a).

Peaxums 2-xmop-N-(3-xmnop-2-dpropbensun)aneramuna (35b) (500 mr, 2,12 MMonb) ¢ 2-aMHHOITaHOJIOM
(318 wr, 4,24 MMOJIB) IO METOJUKE, MIPUBEICHHON IS CTAJAUU 2 CXEMBI 35, Aaia mocie 00pabOTKU PeaKIIMOH-
HOM cMecH M OYHCTKH Xpomartorpaduei [cunukarens (12 1), amoupys EtOAc/MeOH (9:1) B rekcane ot 0 mo
60%] N-(3-xmop-2-propoen3mmn)-2-((3-ruapoKcumpon)aMmuHo Jarietamun (44a) (494 mr, 2,02 MMOJIb, BBIXOJT
73%) B Buje OECIIBETHOTO Maca,

'H SIMP (300 MI', IMCO-de) & 8,38 (t, J=6,1 T, 1H), 7,52-7,42 (M, 1H), 7,33-7,23 (M, 1H), 7,19 (11,
J=7.8, 1,0 I'n, 1H), 4,37 (1, J=5,8 T'y, 2H), 4,14 (c, 1H), 3,45 (1, J=6,3 I'y, 2H), 3,18 (c, 2H), 3,13 (c, 2H), 2,56-
2,52 (m, 1H), 1,61-1,49 (m, 2H);

MC (ES+) 275,4 (M+1); MC (ES), 273,3 (M-1).

Cramus 2: momydenue 1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2-0KCOITHT )(3-TUAPOKCUTIPOITHII)aMHUHO )-
2-oxcoatun)-1 H-uanazon-3-kapbokcamuaa (44b).

Peakmmst  N-(3-xmop-2-propoensmn)-2-((3-ruapokcunponui)amuno)aneramuna  (44a) (120 wr, 0,44
MMoIb) ¢ 2-(3-xap6amoni-1H-nnnazon-1-mm)ykcycnoit kucnoroit (2e) (105 mr, 0,48 MMoiib) 1O METOMKE,
NPUBEJICHHONW Ul CTaguM 3 cXxeMbl 2, nana mociie o0paboTkn peakuuoHHOW cmecu 1-(2-((2-((3-xmop-2-
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(TOpOECH3MIT)aMIUHO )-2-0KCOITHI )(3-TUIPOKCHUITPOIIMI)aMHUHO )-2-0Kkco3TH)- | H-nHnazon-3-kapookcamuy  (44b)
(59 wmr, 0,12 Mmmob, BeIx0 28%) B BHIIE OSIIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MTI't, IMCO-ds) (cMech ABYX pOTAlMOHHBIX M30MepoB) & 8,86 (t, J=5,5 T'm) u 8,51 (r,
J=5,9 T'm) (21, 1H), 8,18 (n, J=8,1 I'u, 1H), 7,72 (n, J=7,1 T'u, 1H), 7,60-7,06 (M, 7H), 5,63 u 5,45 (2¢c, 2H), 4,82-
4,29 (m, 3H), 4,26 1 3,94 (2¢, 2H), 3,65-3,48 (M, 2H), 3,35-3,23 (M, 2H), 1,89-1,46 (M, 2H);

PF SIMP (282 MTI'n, IMCO) & -121,30, 121,64;

MC (ES") 476,5 (M+1); MC (ES"), 510,5 (M+Cl); BOXX, Rt 4,005 mun, 93,5338% [Ha ocnoBanuu SIMP
JTAaHHOE COCTMHEHNE TPEICTaBIsIET cOO0M CMeCh BYX POTAI[HOHHBIX H30MEPOB B COOTHOIIEHHH 2:5].

Cxema 45
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OEt N HN OFt )%} N HCI
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HzN Hs CO\@/NHZ HyN
o)

[Tonyuenne 1-(2-(uHKnonpoan(2 ((2-dTop-3-MeTOKCU(PEHIIT)aMUHO )-2-OKCOITHIT)aMHUHO )-2-0OKCOITHI )-
1H-unna3on-3-kapbokcamunaa (45f).

Cranust 1: momydeHue >Tui-2-(IUKIONpONMIaMiHo )anerara (45b) Peakius stui-2-6pomarnerara (45a) (10
T, 59,9 MMo1B) ¢ mukIonponmwiaMuaoM (16,88 mit, 240 Mmob) B aTaHoie (80 MII) P KOMHATHOM TeMIepaType
MO0 METOJUKE, MPUBEICHHON s cTaguu 1 cxeMbl 39 nmama mocie 0OpaOOTKU pEaKIMOHHOW CMECH 3THII-2-
(tmkmonpornunamMuHo )anetar (45b) (7,2 r, 50,3 Mmonb, BEIxo 84%) B BUIIE CBETIO-0PAHKECBOH JKUIAKOCTH;

'H SIMP (300 MTI'u, IMCO-de) & 4,09 (x, J=7,1 T'u, 2H), 3,30 (c, 2H), 2,60 (c, 1H), 2,23-2,09 (m, 1H),
1,19 (1, J=7,1 I'y, 3H), 0,37-0,28 (M, 2H), 0,24-0,17 (m, 2H);

MC (ES+) 144,2 (M+1).

Cramus 2: momydenue HTHI-2-(2-(3-kapbamonit-1H-urnazo:-1-wm1)-N-IHKIToTpoTiIale TAMHIO )alieTaTa
(45¢).

Peakmmst sTrut-2-(muksionponuiamuHo )arerara (45b) (1,57 r, 10,95 mmons) ¢ 2-(3-xapbamowm-1H-
WHAa30J- | -mn)ykeycHoi kucioToi (2¢) (2 r, 9,12 MMOJIB) 10 METOAMKE, IPUBEACHHON ISl CTAANH 3 CXEMBI 2,
Jana nocie 00paboTkH pEeaKIMOHHOK cMecH aTri-2-(2-(3-kap6amomni- 1 H-ungazon- 1 -mm)-N-
UKJIOTponiIaneTaMuo)anerat (45¢) (2 r, 5,81 mmons, Berxox 64%) B BHIe O€OTO TBEPAOTO BEIIECTBA C Me-
TAJUTMYCCKUM OTTCHKOM;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,22-8,14 (m, 1H), 7,71 (¢, 1H), 7,66-7,59 (M, 1H), 7,47-7,35 (m, 2H),
7,26 (nnm, J=7,9, 6,9, 0,9 T'u, 1H), 5,69 (c, 2H), 4,16-3,99 (M, 4H), 3,15-3,02 (M, 1H), 1,31-1,21 (M, 2H), 1,17 (1,
J=7,1Tu, 3H), 1,03-0,88 (M, 2H);

MC (ES+): 345,5 (M+1), 367,4 (M+Na), MC (ES-): 379,5 (M+C1).

Cramus 3: momydyenue 2-(2-(3-xap6amowt-1H-nnna3o:-1-mt)-N-IUKIONpONMIaeTaMu10)yKCyCHOH Ku-
cioToit (45d)

Tunponus adupa >1rn-2-(2-(3-kapdamon- 1 H-urnazon- 1 -un)-N-iukiionponuianeTaMmuio )amnerata (45¢)
(1,8 T, 5,23 MMoOIIB) IO METOAMKE, MPUBEACHHON I cTanuu 3 cxembl 39 man mocie oOpabOTKH peakIMOHHON
cMmecu 2-(2-(3-kapbamoni- 1 H-unnazon- 1 -wmm)-N-mukiionponwiane TaMua0 ) ykeycHyro kucioty (45d) (1,5 T, 4,74
MMOJIB, BEIX0 91%) B BUZIE CBETIIO-OpaHKEBOU TICHEI,

'H SIMP (300 MI'ti, IMCO-de) & 12,76 (c, 1H), 8,18 (ar, J=8,1, 1,0 'y, 1H), 7,73 (c, 1H), 7,64 (ar, J=8,6,
0,9 T'u, 1H), 7,47-7,36 (M, 2H), 7,26 (aax, J=8,0, 6,8, 0,9 I'y, 1H), 5,68 (c, 2H), 4,00 (c, 2H), 3,12-2,99 (m, 1H),
1, 06-0, 86 (M, 4H).

Cramust 4: momyuenue 1-(2-(muxnonponmi(2-((2-¢rop-3-MeTokcn(peHNIT)aMIHO)-2-0KCOITHI)aMHHO)-2-
okcoaTin)- 1 H-nanazon-3-kapookcamuna (451).

Peaxkmms  2-(2-(3-xapbamonn-1H-ungazon-1-wmm)-N-IUKIOIpONMIae TaMuI0 ) yKCYCHOH  kucimoTel  (45d)
(0,12 r, 0,38 mmoup) ¢ 2-pTop-3-metokcuanmwinaoM (0,054 1, 0,379 mmonb) (45¢) (54 mr, 0,379 mmoins), o
METOJMKE, IPUBEICHHOM I cTamuu 1 cxemsl 2, nana mociie 00pabOTKH PEaKIIMOHHOW CMECH U OYUCTKH KOJIO-
HOYHOHN (QumII-xpomaTorpaduei [cunukarens, 12 r, amoupys MeOH/EtOAc (9:1) B rekcane 0-100%] 1-(2-
(tmuxonpornui(2-((2-¢rop-3-MeToKkCcHpEHMIT)aMUHO )-2-0KCOITHI )aMHHO )-2-0KCcOdTHI )- | H-uHmazomn-3-
kapOoxcamup (45f) (70 mr, 0,159 Mmmoms, Bexon 42%) B BUE 0€10T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 9,83 (c, 1H), 8,18 (ar, J=8,1, 1,0 T'u, 1H), 7,74 (c, 1H), 7,66 (x, =8,5
I'n, 1H), 7,59-7,34 (M, 3H), 7,32-7,20 (M, 1H), 7,06 (T, J=8,3, 1,8 I'n, 1H), 6,98-6,86 (M, 1H), 5,70 (c, 2H), 4,20
(c, 2H), 3,82 (c, 3H), 3,11 (c, 1H), 1,05-0,91 (M, 4H);
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"F SIMP (282 MT'n, IMCO-dy) & -147,62;
MC (ES+): 440,5 (M+1), 462,5 (M+Na), MC (ES-): 438,5 (M-1).
Cxema 46
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[Monyuenne 1-(2-(muxmonpormi(2-okco-2-((3-(TpudTopMeTOKCH ) PEHIIT)aMUHO ) THIT )aMHUHO )-2 -
okcoaTmn)- 1 H-uanazon-3-kapookcammuna (46b).

Peakmmst  2-(2-(3-kap6amonii- 1 H-unnazo:- 1 -w1)-N-IHKITOTpONHIale TAMHUIO ) YKCYCHOW  KUCHOTHL  (45d)
(0,12 1, 0,38 MMOIIB) ¢ 23-(TpUdTOpMETOKCH ))aHWITHHOM (462) (67 Mr, 0,379 MMOIIB) 10 METOAMKE, MPUBEIACHHOK
st ctamud 1 cxembl 2, nana mocie oO0paOOTKM PEaKIMOHHOW CMECHM M OYHCTKA KOJIOHOYHOW (hIidri-
xpomarorpagueii [cuukarens, 12 T, amonpyst MeOH/EtOAc (9:1) B rekcane 0-100%] 1-(2-(muxmonpornun(2-
okco-2-((3-(TpudTopMeTOKCH)(HPEHNIT)aMUHO )3THIT)aMHHO )-2-0KcoaTii)- | H-unnazon-3-kapbokcamun (46b) (65
mr, 0,137 Mmob, BEIXoJ 36%) B BUie 0€I0TO TBEPIOTO BEIICCTBA;

'H SIMP (300 MI'n, IMCO-dg) & 10,38 (c, 1H), 8,22-8,12 (m, 1H), 7,80-7,71 (M, 2H), 7,70-7,61 (m, 1H),
7,52-7,33 (M, 4H), 7,30-7,20 (m, 1H), 7,09-6,95 (m, 1H), 5,71 (c, 2H), 4,15 (c, 2H), 3,18-3,06 (M, 1H), 1,11-0,89
(v, 4H);

PF SIMP (282 MTI'n, IMCO-d¢) & -56,72;

MC (ES+): 476,5 (M+1), 498,5 (M+Na), MC (ES-): 474,5 (M-1).

Cxema 47
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Momyuenne  (S)-1-(2-((1-((3-xmop-2-hTOpOEH3NIT)aMHUHO )- | -OKCOTICHTAaH-2-HJ1 )aMHHO )-2-0KCO3THI)- 1 H-
nHAa301-3-kapbokcamuna (47d).

Cramus 1: momydenue (S)-tper-0yTni-(1-((3-xmop-2-propOeH3un)aMuHo)- 1 -okconeHTan-2-mi)kapbamara
(47b).

Peaxmust (S)-2-((Tper-0yTOoKCHUKapOOHWIT)aMHUHO)IEHTAHOBON KHUCJIOTH (47a) (412 wmr, 1,9 mMMonb) ¢ 3-
xnop-2-propoensmnamuaoM (9d) (252 mr, 1,58 MMoibp) Mo MeTomuKe, MPUBEACHHOW JUIS CTaTUH 3 CXEMEI 2,
Jaja mociie o0paboTku peakipoHHol cmecu (S)-Tper-OyTui-(1-((3-x10p-2-propdensun)amuHo)- 1 -okconeHTaH-
2-nmkapbamar (47b), KOTOpHI HMCHONB30Ba B TakoM Buae Ha cieayromierd craauu. MC (ES+): 381,45
(M+Na); (ES-): 393,34 (M+CI).

Craaus 2: momydenue (S)-2-amuH0-N-(3-x510p-2-PTOpOeH3MI) IeHTaHaMuaa (47¢).

Peaxmms  (S)-Tper-OyTmi-(1-((3-x10p-2-propdbeH3min)aMuno)- 1 -okconenran-2-un)kapbamara (47b) (567
Mr, 1,58 Mmoup) ¢ TOK (2,19 mi, 28,4 MMOJIB) IO METOIMKE, IPUBEACHHOMN JJIsT CTAINK 2 CXEMBI 2, Jajia Tocie
00paboTku peaknmuoHHOW cMmecH (S)-2-amuHO-N-(3-x710p-2-hTOopOeH3mI)NeHTaHaMuT (47C), KOTOPBIH HCITOJIb-
30BaJI B TAKOM BUJIE HA CIICIYIOIICH CTaIuH;

MC (ES+): 259,4 (M+1).

Cramus 3: momydenme  (S)-1-(2-((1-((3-xsop-2-pTopOeH3mn)aMuHo )- 1 -OKCOTIeHTaH-2 -1JT1)aMHHO )-2-
okcodtmn)- 1 H-uanazon-3-kapobokcamuna (47d).

Peaxums TOK conn (S)-2-amuno-N-(3-xsop-2-¢propoensmn)nentanamuna (47c) (409 mr, 1,58 MMonb) u3
CTaaMu-2, yKa3aHHOH BbIlIe, ¢ 2-(3-kapb6amonin-1H-nHna3on-1-mn)ykcycHoit kucnoroii (2¢) (416 mr, 1,9 MMous)
M0 METOJIMKE, NMPUBEACHHON Ul CTaguM 3 CXEeMBI 2, jana nociie 00paboTKM PEeakIMOHHOW CMECH M OYHCTKH
xpomarorpapueil [cunmkarens (24 r), smoumpys MeOH B CHCIl; or 0 nmo 50%] (S)-1-(2-((1-((3-xn0p-2-
(TOpOCH3MIT)aMIHO)- 1 -OKCOTIEHTaH-2-1IT1)aMUHO)-2-0KcoaTr)- 1 H-unnaszon-3-kap6oxcamun (47d) (12 wmr, 0,026
MMOJIB, BBIX0J 2%) B Bujie O€I0ro TBEPIOro BEUIECTBA C METAJUIMYECKHM OTTEHKOM;

'H SIMP (300 MI'n, IMCO-dg) & 8,65 (, J=5,8 T'u, 1H), 8,59 (1, J=7,9 'y, 1H), 8,17 (ar, J=8,2, 1,1 Ty,
1H), 7,70 (c, 1H), 7,66-7,59 (m, 1H), 7,53-7,37 (m, 3H), 7,31-7,21 (m, 2H), 7,19-7,09 (M, 1H), 5,26 (c, 2H), 4,38-
4,20 (m, 3H), 1,66-1,53 (M, 2H), 1,33-1,26 (M, 2H), 0,86 (1, J=7,4 ', 3H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,48;
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MC (ES+): 460,47 (M+1), 482,5 (M+Na); (ES-): 458,40 (M-1), 494,41 (M+CI).

Cxema 48
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IMomyuenue 1-(2-((2-((3-xs0p-2-(hTOpOEH3MIT)aMHUHO )-2-OKCOITHIT ) (LIUKIIONEHTHIT ) aMHHO ) -2 -OKCOITHII) -
1H-unnazon-3-kapbokcamuna (48b).

Cranus 1: nomyaenue N-(3-xsop-2-¢pTopoeH3nn)-2-(IMKIONeHTHIaMIHO )atieTamuia (48a).

Peakmus 2-xmop-N-(3-xmop-2-dpropoensmin)aneramuaa (35b) (500 mr, 2,12 MMOIB) ¢ IUKJIONCHTHIAMU-
HOM (216 ™mr, 2,54 MMOJIB) TIO METOJUKE, PUBEJACHHON IS CTaauu 2 cXeMbI 35, mana mociie 00paboTKH peak-
IIMOHHON CMECH U OYHCTKHU XpomaTtorpadueit [cumukarens (12 1), amoupys EtOAc/MeOH (9:1) B rekcane ot 0
1o 60%] N-(3-xmop-2-pTopOeH3mmn)-2-(IUKIONeHTIIIAMIHO )aieTamu (48a) B BHuae OeclBETHOTO Macia, KOTO-
POe UCTIONB30BANIN B TAKOM BHJIC Ha CIICAYIOIICH CTaIIH;

MC (ES+): 285,4 (M+1); MC (ES-): 283,3 (M-1).

Cragus 2: momyuenue 1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMHHO)-2-0KCOITHI )(IIMKIOTISHTILT)aAMUHO )-2-
okcoaTin)- 1 H-unna3on-3-kapookcamuna (48b).

Peaxums N-(3-xmop-2-¢ropOensuin)-2-(1uKiIoneHTiIaMrHoO JanetTamuna (48a) (240 mr, 0,84 mmoins) ¢ 2-
(3-xap6amom- | H-uanazon- 1 -mn)ykcychoit kucmoroit (2¢) (203 mr, 0,93 MMo0IIb) IO METOIUKE, TPUBEACHHON
JUISL cTainy 3 cXeMbl 2, fana rocie o0padboTku peakunonHol cmecu 1-(2-((2-((3-xmop-2-pTopOeH3uT)aMHHO)-2-
OKCOATHI ) (IIUKJIOTICHTUIT ) aMHHO )-2-0kc03Tmn) - | H-mHnazon-3-kapookcamun (48b) (315 mr, 0,65 MMoITb, BEIXOX
77%) B BHUzE OEIOTO TBEPAOTO BEIIECTBA;

'H SIMP (300 M, IMCO-dg) & 8,84 (1, J=5,6 T'r) u 8,40 (t, J=5,8 T'w) (21, 1H), 8,18 (1, J=8,1 ', 1H),
7,71 (c, 1H), 7,64-7,00 (M, 7H), 5,63 u 5,45 (2¢, 2H), 4,67-4,24 (m, 3H), 4,19 u 3,82 (2¢, 2H), 2,06-1,84 (m, 1H),
1,75-1,28 (m, 7TH);

PF SIMP (282 MTI'n, IMCO) & -121,17, 121,71;

MC (ES+) 486,6 (M+1); MC (ES"), 484,4 (M-1); BOXX, Rt 7,134 muH, 96,7156% [Ha ocHOBanuu SIMP
JTAaHHOE COCTMHEHNE TPEICTaBIsIET cO00M CMeCh BYX POTAIlHOHHBIX H30MEPOB B cOOTHOMIeHNH 1:1].

Cxema 49
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[oxyuenne 1-(2-((2-((6-OpomnupasuH-2-¥iT)aMHHO )-2-0KCOITHI)( LIUKJIOTTPOIIHI )aMHHO)-2-0Kcoa T )- 1 H-
uHIa30I-3-kapookcamunaa (49d).

Cranus 1: momyuerue N-(6-OpommupasuH-2-1mi)-2-xyopareramuia (49b).

Peakmus 2-xnopanermwnxinopuna (35a) (0,24 mi, 3 MMonb) ¢ 6-6pommupasuH-2-amuHOM (49a) (350 wr,
2,01 MMOITB) IO METOIUKE, MPUBEACHHOM /I cTamuu 1 cxemsl 35, nana mociae oOpaboTKH PEaKIMOHHON CMecH
N-(6-6pommupasnH-2-ui)-2-xmopaneramun (49b) (45 mr, 1,8 mmons, Berxon 89%) B BUAE TEMHO-OPAaHKEBOTO
TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 11,51 (c, 1H), 9,28 (x, J=0,6 I'n, 1H), 8,60 (1, J=0,6 T'u, 1H), 4,39 (c,
2H);

MC (ES+): 250,2, 252,2 (M, M+2), MC (ES-): 248,1, 250,1 (M-2, M).

Cramus 2: noyaenne N-(6-6pommupasuH-2-mi)-2-(IMUKIonponriIaMiuHo )areTamuaa (49c).

Peaxmmst N-(6-6pomMrupasun-2-m)-2-xmoparietamuaa (49b) (480 mr, 1,92 MMOITB) ¢ IMUKJIONPONTHIAMHHOM
(0,34 mu, 4,79 MMOITB) IO METOMKE, MPUBEICHHOMN IS CTaIuM 2 CXeMBI 35, nana mociie 00pabOTKU PeaKIIHOH-
HOM cMecH M OYHMCTKH KOJIOHOYHOH Xxpomartorpadueii [cunukarens (24 r), smoupyst EtOAc B rekcane ot 0 1o
100%] N-(6-6pomnupaszun-2-mn)-2-(uukiaonponmiaMmuHo ))anetamun (49¢) (33 mr, 1,22 Mmodns, Beixox 64%) B
BHUJIC OPAH)KEBOTO TBEPAOTO BEIECTBA;

'H SIMP (300 MT', IMCO-dg) & 9,33 (c, 1H), 8,55 (c, 1H), 4,00 (c, 1H), 3,43 (c, 2H), 2,24-2,10 (m, 1H),
0,41-0,30 (M, 2H), 0,29-0,18 (M, 2H);

MC (ES-): 269,2, 271,2 (M-2, M).

Cramus  3: mnomydenue 1-(2-((2-((6-OpommupasnH-2-1iT)aMHUHO )-2-0KCOITHN ) ( IAKIOTIPOTIHIT ) aMHHO )-2-
okcodtmn)- 1 H-uanazon-3-kapookcammuna (49d).

Peaxmust N-(6-6pommnupaszun-2-wmi)-2-(MuKIonponmiaMuHo )aetamuaa (49¢) (90 mr, 0,33 mmons) ¢ 2-(3-
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kap6amomi-1H-unnazon-1-nm)ykcycHoit kuciotoit (2e) (73 mr, 0,33 MMOJb) IO METOJMKE, IPUBEICHHON IS
cTamuu 3 cxembl 2, maja mociie o0paboTku peakimoHHOW cMecH 1-(2-((2-((6-OpommupasuH-2-1T)aMHHO)-2-
OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHI )- | H-uamazon-3-kapbokcamun (49d) (110 mr, 0,23 MMOJIB, BBIXOT
70%) B BHzE OEIOTO TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) & 11,29 (¢, 1H), 9,25 (c, 1H), 8,54 (c, 1H), 8,17 (n, J=8,2, 1H), 7,72 (c,
1H), 7,69-7,64 (m, 1H), 7,50-7,34 (M, 2H), 7,25 (n, J=7,9, 1H), 5,71 (c, 2H), 4,22 (c, 2H), 3,20-3,06 (M, 1H),
1,14-0,84 (M, 4H);

MC (ES+): 472,4,474,5 (M+1, M+3), MC (ES-): 470,4, 472,4.

Cxema 50
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[Tonyuenne 1-(2-((3-((6-6poMIIpHINH-2-HIT)aMHHO )-3 -OKCOTIPOTTHI ) (M30TTPOITHIT ) AMUHO )-2-0OKCOITHI ) -
1H-unna3on-3-kapookcammuna (50d).

Cranus 1: noxyuenue 3-6pom-N-(6-6pommupunus-2-wn)nponadamMuaa (50b).

Peaknus 3-6pommponanounxiopuna (50a) (1 T, 5,83 mmomns) ¢ 6-6pomnupuans-2-amuaom (2b) (1,01 T,
5,83 MMoOUIIB) 10 METOIUKE, TPUBEACHHON TS cTaguu 1 cxeMbl 35 mociae 00paboTKy peakIMOHHON CMECH M OYH-
CTKH KOJIOHOYHOH (pramr-xpomarorpaduei [cunukarens (24 1), amoupyst EtOAc/MeOH (9:1) B rekcane ot 0 1o
40%)] mama 3-Opom-N-(6-OpommupuanH-2-wn)nponanamuy (50b) (1,26 T, 4,09 mmons, Beixon 70,1%) B BuAe
0eIoro TBEpAO0ro BEIISCTBRA;

MC (ES+): 307,2 (M+1).

Cramus 2: noydaenne N-(6-0pomMmupuanH-2-mi)-3-(M30mponiaMiHo )ipornanaMu (50c¢).

Peaxmust 3-6pom-N-(6-6pommupuauH-2-min)nponanamuaa (50b) (520 mr, 1,69 MMoItb) ¢ ponaH-2-aMHHOM
(299 wr, 5,07 MMOJIB) IO METOJMKE, IPUBEICHHOM JJI CTaAUU 2 cXeMbl 35, nana mociie 00pabOTKH PeaKIMOH-
HOW CMECH U OYMCTKH KOJIOHOYHOH (ummi-xpoMarorpadueit [cunukarens (12 1), amoupys EtOAc/MeOH (9:1) B
rexcane ot 0 go 60%] N-(6-6pommupuanH-2-11)-3-(u3onponuiamMuso ))uponadamuy (50¢) (321 mr, 1,12 mmors,
BBIX0J 66%) B BHJIe O€CLIBETHOTO Maclia;

MC (ES+): 286,3 (M+1); MC (ES-): 284,3 (M-1).

Cramust  3: momyuenne 1-(2-((3-((6-OpoMIMpuIMH-2-1IT)aMHHO)-3-0KCOTIPONHIT ) (M30IPOITHIT ) aMHHO)-2-
okcoaTin)- 1 H-unnazon-3-kap6okcamuna (50d).

Peaxums N-(6-6pommmpuanH-2-nm)-3-(u3onponunamuHo)nponanamuia (50c) (230 mr, 0,8 mmons) ¢ 2-(3-
kap6amomit-1H-unnazon-1-nm)ykcycHo#t kucioroit (2e) (194 mr, 0,88 MMoJB) M0 METOMKE, TPUBEACHHON /IS
cTaiuu 3 CXeMbl 2, Jaja Iocie oO0pabOTKM pPEaKIMOHHOW CMEeCHM W OYWUCTKHA KOJOHOYHOH (hidim-
xpomarorpadueii [cummkarens (12 1), samoupyst CMA8S0 8 CHCI; ot 0 mo 40%)] 1-(2-((3-((6-6pommupuana-2-
WJT)aMUHO )-3-0KCOTPOTIIUT) (M30TIPOTIFIT ) aMHIHO )-2-0kcoaT) - | H-nnaazon-3-kap6okcamun (50d) (325 wmr, 0,67
MMOJIB, BEIX0J 83%) B BUzE 0€J0T0 TBEPAOTO BEUIECTBA C METAIUTHICCKIM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-de) & 11,06 u 10,82 (2¢c, 1H), 8,28-7,99 (m, 2H), 7,86-7,54 (v, 3H), 7,49-7,20
(M, 4H), 5,60 u 5,55 (2¢, 2H), 4,41-4,12 (m, 1H), 3,71 (1, J=7,1 I'n) u 3,48-3,40 (m) (T u M, 2H), 2,90 (T, J=7,1
I'm) n 2,63-2,60 (M) (T u M, 2H), 1,25 (1, J=6,5 T'n) u 1,15 (1, J=6,8 ') (21, 6H);

MC (ES+): 487,4 (M+1); [Ha ocHoBaruu SIMP manHOe coemMHEHHE MPEACTABISACT COO0H CMECh IBYX PO-
TAlMOHHBIX U30MEPOB B COOTHOLIEHUH 4:5].

Cxema 51
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[Honyuenue MeTmi-2-(2-(3-kapbamoni- 1 H-urnazon- 1 -wmm)-N-(2-((3-x110p-2-h TOpOSH3MIT )aMHHO ) -2 -
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OKCOATHJ )anieTaMuzo)areraTa (51b).

Cranus 1: nomydenne metui-2-((2-((3-xmop-2-gpropOeH3uin)aMuHo)-2-0KCOITHIT)aMHuHO )aneTara (51a).

Peakmmst  2-xmop-N-(3-xmop-2-propbensmn)aneramuga (35b) (500 wmr, 2,12 MMomb) ¢ MeTHI-2-
ampHoareTaToM (266 mr, 2,12 MMOJIB) 1O METOJIMKE, MPUBEACHHON ISl CTAAMK 2 CXeMBI 35, mana mociie oopa-
OOTKHM PEaKIIMOHHON CMECH W OYMCTKHA KOJIOHOYHOW ¢udm-xpomarorpadueit [cunmmkarens (12 r), smroupys
EtOAc/MeOH (9:1) B rekcame or 0 mo 60%)] wmernn-2-((2-((3-xmop-2-propbeH3un)aMuHo)-2-
okcoaTIi)amuHo)anerat (51a) (293 mr, 1,02 mmons, Berxon 48%) B BuIe OECIIBETHOTO Macia;

MC (ES+) 311,3 (M+Na).

Cragus 2: mnonyuenue 2-(2-(3-xapOamomnn-1H-uanazon-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHo)-2-
OKCOATH )anieTaMmuzo)aneraTa (51b).

Peakmus metmin-2-((2-((3-xmop-2-propOeH3IT)aMHUHO )-2-0Kco3TIIT)aMuHo )arierata (S1a) (200 mr, 0,69
MMoIb) ¢ 2-(3-xap6amoni-1H-nnnazon-1-mm)ykcycHoit kucnoroit (2e) (167 mr, 0,76 MMoOIJIb) 1O METOZMKE,
NPUBEJICHHON JUIA CTQAWU 3 CXeMBI 2, naja mociie 00pabOTKH pEakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOH
¢dmm-xpomatorpadueii [cunukarens (12 1), amoupys CMA80 8 CHCI; ot 0 no 60%] 2-(2-(3-xap6amon-1H-
nHAa301- 1 -1m)-N-(2-((3-x50p-2-propdeHsnn)amMuHo )-2-0kcodTrin)aneramuo)anerar  (51b) (36 wmr, 0,073
MMOJIB, BEIX0J 11%) B Buzme 6€10r0 TBEPAOTO BEUIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,82 (1, J=5,8 T'r) u 8,53 (t, J=5,3 T'w) (21, 1H), 8,18 (1, J=7,5 ', 1H),
7,74 (c, 1H), 7,52-7,09 (M, 7H), 5,54 u 5,51 (2c, 2H), 4,57-4,28 (M, 4H), 4,08 u 3,99 (2¢, 2H), 3,75 u 3,61 (2c,
3H);

PF SIMP (282 MI', IMCO) & -121,32, -121,61;

MC (ES+): 490,5 (M+1), 512,5 (M+Na); MC (ES-): 488,4 (M-1); [na ocHoBannu SIMP nanHoe coennHe-
HUE TPEICTaBIIAET COO0M cMeCh JBYX POTAITMOHHBIX U30MEPOB B COOTHOIIECHHUH 5:4].

Cxema 52
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Momyuenne TpeT-0yTHI-3-(2-(3-KapOamounn-1H-uanazomn-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHO)-2-
OKCOATHJI)alleTAMUJI0 )a3e THIH- | -kapOokcunaTa (52b).

Cramus 1: nomydenue tpeT-0yTHin-3-((2-((3-x10p-2-propOeH3m)aMIHO)-2-0KCOITHIT)aMUHO )a3eTHINH- | -
kapOokcmiaTa (52a).

Peakmmst 2-xmop-N-(3-xmop-2-propdbensmn)aneramuna (35b) (925 wmr, 3,92 mmonb) ¢ TpeT-OyTHi-3-
aMUHOa3eTHINH- | -kapOokcmmaToM (710 mr, 4,12 MMOJIB) TIO METOJUKE, TPUBEACHHON TSl CTAJUA 2 CXEMBI 35,
Jlama mociie 00pabOTKU peaKIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOH (ummi-xpomaTtorpadueid [cummmkarens (12
1), smonpys EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%] tper-OyTnn-3-((2-((3-xmop-2-propbeH3un)aMuHoO)-2-
OKCOATHJI)aMUHO )a3eTHAH- | -kapOokcmnar (52a) (785 mr, 2,11 mMounb, Berxox 51%) B BuIe OSCIBETHOTO Mac-
na;

MC (ES+) 372,4 (M+1); MC (ES-): 370,4 (M-1).

Cragus 2: HOIy4YeHue TpeT-0yTHin-3-(2-(3-kapbamonit-1 H-unnazon-1-mm)-N-(2-((3-xm0p-2-
(hTopOEH3MIT)aMIHO )-2-0KCOATHII )alleTAMHUI0 )a3e THINH- | -kapOokcmnaTa (52b).

Peaxums tper-0yTHi-3-((2-((3-xnop-2-dgropOeH3uia)aMHHO)-2-0KCOITHIT)aMHHO )a3eTHINH- | -kapOokcuiaTa
(52a) (440 wmr, 1,18 mMmous) ¢ 2-(3-kapbamown- 1 H-unaazon- 1 -un)ykcycHoi kucnotoit (2¢) (285 mr, 1,3 MMoib)
10 METOJWKE, MPUBEACHHON IS CTaAWU 3 CXEMBI 2, Jana mocie oOpaboTKH peakIMOHHOH CMECH M OYHCTKH
KOJIOHOUHOM (piami-xpomarorpadueii [cnmmkarens (12 r), amoupys CMA80 8 CHCl; ot 0 mo 60%] Tper-OyTni-
3-(2-(3-kapbamonn- 1 H-unnazon-1-wmr)-N-(2-((3-xmop-2-hTopOeH31IT)aMHUHO )-2 -
OKCOATHII)alleTaMU0 )a3eTUANH- | -kapOokcumar (52b) (325 mr, 0,57 mmons, Beixox 48%) B Buae Gemoro TBep-
JIOTO BEIIECTBA;

'H SIMP (300 MT', IMCO-dg) & 8,93 (t, J=5,6 T'x) u 8,59 (t, J=5,8 T'w) (21, 1H), 8,18 (x, J=8,1 ', 1H),
7,69 (n, J=8,7 I', 1H), 7,59-7,02 (m, 7H), 5,60 u 5,43 (2¢c, 2H), 5,12-4,74 (m, 1H), 4,48 (1, J=5,4 T) u 4,33 (x,
J=5,6T'n) (2, 2H), 4,39 u 4,10 (2¢, 2H), 4,16 (1, J=8,7 I'm) u 4,01-3,76 (M) (T u M, 4H), 1,39 u 1,35 (2¢, 9H);

F SIMP (282 MI'n, JIMCO) & -121,26, 121,61;

MC (ES+) 573,7 (M+1); [Ha ocHoBanuu SIMP nmanHOE coemUHEHHUE MPEICTABISAET COOOM CMECh JBYX PO-
TAI[MOHHBIX U30MEPOB B COOTHOMICHHH 1:1].
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Cxema 53
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Monyuenne 1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHN )(2-PTOPITHI )aMHHO )-2-0KCcOodTHIT)- 1 H-
nHAa301-3-kapbokcamuna (53b).

Cramus 1: momydaenne N-(3-xmop-2-hpropoensmn)-2-((2-dropaTun)amuHo ))aneTamuaa (53a).

Peaxmmst 2-x710p-N-(3-xmop-2-dropbensun)amneramuna (35b) (500 mr, 2,12 MMomb) ¢ TpeT-PTOpITAHAMUH
ruIpoxopuaoM (422 mr, 4,24 MMOJIB) IO METOUKE, IPUBEIACHHOW JUTS CTaauK 2 CXeMHI 35, mana mocie oopa-
0OTKM pEaKIMOHHOH CMECH M OYHCTKH KOJOHOYHOH (ummi-xpomartorpadueil [cumukarens (12 1), smoupys
EtOAc/MeOH (9:1) B rekcane ot 0 1o 60%] N-(3-xmop-2-pTopoen3mn)-2-((2-gropaTwn)amuHo)arieramus (53a)
(224 wr, 0,85 mmoib, Beixoq 40%) B BHIe OECIIBETHOTO Maclia;

'H SIMP (300 MI', IMCO-dg) & 8,39 (r, J=5,9 ', 1H), 7,53-7,44 (m, 1H), 7,31-7,23 (m, 1H), 7,23-7,13
(M, 1H), 4,60-4,50 (M, 1H), 4,41-4,32 (M, 3H), 3,19 (c, 2H), 2,82 (T, J=5,0 'y, 1H), 2,72 (1, J=5, 0 T'u, 1H), 2,47-
2,37 (m, 1H);

PF SIMP (282 MTI'n, IMCO) & -121,69;

MC (ES+) 263,4 (M+1); 261,3 (M-1);

Cramus  2: momyuenne 1-(2-((2-((3-xmmop-2-propOeH3nin)aMuHO )-2-0KCOITHII)(2-hTOPITHIT ) aMHHO )-2 -
okcoatmn)- 1 H-uanazon-3-kapo6okcammna (53b).

Peaxmmst N-(3-xsop-2-dpropbensmn)-2-((2-propatrn)amuno)aneramuaa (53a) (178 mr, 0,68 mmods) ¢ 2-(3-
kapOamoni- 1 H-uanazon-1-mn)ykcycHou kuciotoi (2¢) (163 mr, 0,745 MMOJIB) 110 METOIMKE, IPUBEICHHOMN IS
cTaiuu 3 CXeMbl 2, Jaja T1ocie oO0pabOTKM pPEaKIMOHHOW CMECHM M OYWUCTKHA KOJOHOYHOH (hidim-
xpomarorpadueit [cumukarens (12 1), smompys CMA80 B CHCI; or 0 mo 60%] 1-(2-((2-((3-xmop-2-
(TopOEeH3MIT)aMIUHO)-2-0KCOITHI )(2-PTOPAITHIT)aMUHO)-2-0KkcoaTH)- | H-nHnazon-3-kapookcamun  (53b) (162
mr, 0,349 mmonb, Bexo 51,5%) B BuIe 0€10T0 TBEPIOTO BEIICCTBA;

'H SIMP (300 MT'n, IMCO-dg) & 8,84 (t, J=5,7 T'x) u 8,54 (t, J=5,8 T'w) (21, 1H), 8,18 (1, J=7,5 ', 1H),
7,74 (c, 1H), 7,57-7,07 (M, 7H), 5,59 u 5,48 (2¢, 2H), 4,88-4,62 (M, 1H), 4,61-4,29 (m, 3H), 4,35 u 4,03 (2¢, 2H),
3,97-3,80 (m, 1H), 3,62 (1, J=4,8 I'm) u 3,53 (1, J=4,9 I'n) (21, 1H);

MC (ES+): 464,5 (M+1); MC (ES-):, 462,4 (M-1); [Ha ocnoBanun SIMP nanHoe coenHeHUE MpEaCTaBIIs-
eT co00¥ cMeCh IBYX POTAI[OHHBIX U30MEPOB B COOTHOMICHHH 1:1].

Cxema 54

Y
'}‘/\H"NJ\ HaTu, DEA TMEA ,\n,I‘.I\/JLN
=N 9 oo

HzH HQN
33d 54a

[Monyuenne 1-(2-((2 -(((6—XHOpHI/IpI/I,Z[I/IH-2—I/IH)MCTI/IH)aMI/IHO)—Z-OKCOBTI/III)(I/ISOHpOHI/IH)aMI/IHO)—z-
okcoaTin)- 1 H-unna3on-3-kapookcamuna (54b).

Peakmus 2-(2-(3-kap6amor- 1 H-urma30:7-1-m1)-N-n3onponuinanetaMuao ) ykeycHolt kuciotsl (39d) (0,15
r, 0,47 MMoIB) ¢ (6-XM0pIHUpHINH-2-T)MeTaHaMIHOM (54a) (122 mr, 0,57 MMOITB) IO METOAMKE, IPUBEIACHHOM
UL CcTaaud 3 CXeMbl 2, Jana Tocie oOpaOOTKH PEakIMOHHONH CMECH W OYHUCTKH KOJOHOYHOW (hidri-
xpomartorpapuei [cmmkarens, 24 1, smoupys MeOH B CHCl; ot 0-50%) 1-(2-((2-(((6-xmopnupunus-2-
WJT)METHIT)aMHHO )-2-0KCOA T )(M30TPOIIHIT)aMHHO )-2-0KkcoaTii )- 1 H-nanazon-3-kapbokcamuyn (54b) (101 wr,
0,23 MmO, BeIXo 48%) B BHIIE O€TIOT0 TBEPAOTO BENIECTBA C METAUNIMIECKUM OTTEHKOM;

'H AMP (300 MI'ty, IMCO-dy) & 8,93 (1, J=6,0 I'ny) u 8,47 (1, J=6,1 I'n) (21, 1H), 8,22-8,13 (M, 1H), 7,85
(1, J=7,8 I'n, 1H), 7,69 (7, J=4,4 T'n, 1H), 7,61 (x, J=7,9 I'n, 1H), 7,53 (ar, J=8,5, 1,0 I'u, 1H), 7,46-7,30 (M, 3H),
7,31-7,16 (M, 1H), 5,60 u 5,47 (2c, 2H), 4,62-4,50 (M, 1H), 4,47 (7, J=5,8 Tu u 4,32 (&, J=6,0 I'm) (271, 2H), 4,23
u 3,86 (2¢, 2H), 1,25 (1, J=6,5 T'm) u 1,02 (1, J=6,8 I'n) (21, 6H); (Ha ocHoBanuu SIMP coemnHeHne MpeacTaBisi-
€T co00i CMECh JIBYX POTAIIMOHHBIX H30MEPOB ~ COOTHOIIeHHE 1:2);

MC (ES+): 443,5 (M+1), 465,5 (M+Na); (ES-): 441,4 (M-1), 477,4 (M+Cl).

Cxema 55
180
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Honysenne  1-(2-(umksonporu(2-((6-(TMMETHIAMHHO) THPH AUH-2-HIT)aMHHO)-2-0KCOITHII)aMHHO)-2-
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okcoaTn)- 1 H-urnazon-3-kapookcamuna (55a).

K pactBopy 1-(2-((2-((6-OpoMImupuanH-2-HIT)aMUAHO )-2-0KCOITHII ) IUKIIOMPOIIILIT ) AMUHO )-2-0KCOITHII)-
1H-unna3zon-3-kap6okcamuna (7d) (105 mr, 0,22 MMoib) B auokcane (1 mur) mpuOaBuiId BOTHBIA TUMETHIAMUAH
(0,56 mm, 4,46 MMOIIb) M HarpeBaJIM B MUKPOBOJHOBOMH ey npu 150°C B Teuenue 3 4. PeakimoHHYIO CMeCh
OXJIaIMJIM 10 KOMHATHOHM TeMneparypsl, pazdasmin Boaoi (50 mi) u skctparuposaimn EtOAc (2x40 mi). Opra-
HUYECKHE CIIOM CMEIIalli, MPOMBUIA HACBHIIICHHBIM BOJHBIM PAacTBOPOM XJIOpPHIA HATPUS, CYIIHIH, (QHIBTPOBA-
U W KOHIIEHTPHUPOBAIM B BakyyMme. [lodydeHHBIH OCTaTOK OYHWIIamu XpomaTorpadmeii [cuiumkarens (12 1),
amonpys EtOAc/MeOH (9:1) B rtekcane ot 0 mo 100%)] c¢ momywuenmem 1-(2-(muxsrompormn(2-((6-
(IMMeTHIaMIHO ) TUPUIUH-2 -1JT)aMHHO )-2-0KCOITHII)aMUHO )-2-0Kkc03ThnN)- | H-mHmazon-3-kapbokcamuaa  (55a)
(55 mr, 0,13 MMoutb, BEIX0I 57%) B BHe O6€70T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI', JIMCO-de) & 10,00 (c, 1H), 8,21-8,11 (m, 1H), 7,76 (c, 1H), 7,66 (x, J=8,5 I'n, 1H),
7,52-7,34 (m, 3H), 7,30-7,15 (M, 2H), 6,31 (1, J=8,3 I'n, 1H), 5,70 (c, 2H), 4,19 (c, 2H), 3,17-3,05 (M, 1H), 2,98
(c, 6H), 1,08-0,86 (M, 4H);

MC (ES+): 436,6 (M+1); (ES-): 470,5 (M+Cl).

Cxema 56
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[Monmyuenne  2-(4-amuno-7H-tmmppono[2,3-d]mupumuauH-7-wmt)-N-(2-((6-6poMIuprInH-2 -1 )aMHUHO )-2 -
oKco3TH)-N-TIKIonponmianeraMuaa (56d).

Cramus 1: moydenue tper-0yTui-2-(4-xmop-7H-tmmppono[2,3-dmupumuaua-7-mn)anerara (56b).

Peaxmmst 4-xop-7H-tmupporio[2,3-dmupumuauna (56a) (1,5 1, 9,77 mmons) B aneronutpuiie (60 mi) ¢
Tper-OyTui-2-6pomarierarom (2,16 mi, 14,65 MMoITh) ¢ UCTIONB30BaHHeM kKapOoHara kamus (2,7 T, 19,54 MMoIh)
B KayeCcTBE OCHOBAHMS 10 METOJY, IPUBEJICHHOMY /IS CTaAuu 2 cxeMbl 35, nana mocie o0paboTKH peaKkInoH-
HOHM CMECH M OYHMCTKH KOJOHOYHOH (hmm-xpomatorpadueit [cunukarens (40 r), amoupyst EtOAc B cMecu rex-
canoB ot 0 1o 50%)] tper-Oyrmn-2-(4-xnop-7H-nuppono[2,3-djmupumuann-7-nmanerar (56b) (2,2 r, 8,22
MMOJIB, BBIX0J 84%) B BHJE OEJI0T0 TBEPAOTO BEILECTBA;

'H SIMP (300 MI';, IMCO-dq) & 8,65 (¢, 1H), 7,75 (11, J=3,6 I'n;, 1H), 6,68 (11, J=3,6 I'n, 1H), 5,09 (¢, 2H),
1,41 (c, 9H);

MC (ES+) 268,4 (M+1), MC (ES-) 302,3 (M+Cl).

Cramus 2: noyaenue 2-(4-amuno-7H-tmppono[2,3-d|mupuMuainH-7-11)yKCyCHO#M KUCITOTHI (56¢).

Peaxmmst Tper-0yTmin-2-(4-xmop-7H-mmuppono[2,3-d jmupumuaun-7-um)amnerara (56b) (512 mr, 1,91 Mmmois)
C BOJHBIM KOHII. THAPOKCHIOM amMmoHus (1,5 mit, 38,3 MMOJIb) B MUKPOBOJTHOBOH IE€YH 110 METOY, IPUBEICH-
HOMY JUIA CXeMBbI 55 nana mociie o0paboTKH peakuoHHoN cMecH 2-(4-amuuo-7H-ttuppono[2,3-dmupumunna-7-
WIT)yKCYCHYIO Kucioty (56¢) (312 mr, 1,62 MMoits, BeIxox 85%) B Buae 6€70T0 TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI';, IMCO-dq) & 7,98 (c, 1H), 7,02 (11, J=3,4 I'n;, 1H), 6,82 (c, 2H), 6,43 (x, J=3,5 ', 1H),
4,45 (c, 2H);

MC (ES+): 193,2 (M+1); (ES-): 191,2 (M-1).

Cramust  3: momydenue 2-(4-ammHo-7H-nuppono[2,3-d]mupumuaun-7-nm)-N-(2-((6-6pomnupuauH-2-
WJT)aMHHO)-2-0KCO3THIT)-N-IIMKIonponmianeTamuaa (56d).

Peaxumst N-(6-Opomnupuann-2-mn)-2-(1mkiaonpommiaMuHo)Janetamuna (7¢) (8 mr, 0,3 mmons) ¢ 2-(4-
amuHO-7H-mmuppono[2,3-dmupumunus-7-uin)ykcycHol kucioToit (56¢) (57 mr, 0,3 MMoIb) IO METOAMKE, MPHU-
BEJICHHOW JJIsl CTaauu 3 CXeMBI 2, Jajia Mmocjie 00pabOTKH PEakIMOHHONW CMECH M OYHCTKH Xpomarorpaduei
[cmmukarens (12 1), smoupys CMAS80 B CHCI; ot 0 no 40%)] 2-(4-ammuo-7H-mmuppono[2,3-d]mupumunus-7-
11)-N-(2-((6-6poMITUpHUINH-2 -HIT)aMHAHO )-2-0KC03THN )-N-1tukionponuianeramun (56d) (22 mr, 0,05 Mmoub,
BbIX01 17%) B B 6€TI0T0 TBEPAOTO BEIIECTBA,;

'H SIMP (300 MT', IMCO-de) 8 10,93 (c, 1H), 8,07-7,95 (m, 2H), 7,72 (1, J=8,0 ', 1H), 7,32 (1, J=7,7,
0,7 I'u, 1H), 7,07 (m, J=3,5 I'n, 1H), 6,95 (c, 2H), 6,51 (m, J=3,5 I'u, 1H), 5,27 (¢, 2H), 4,16 (c, 2H), 3,11-2,95
(M, 1H), 1,02-0,85 (M, 4H);

MC (ES+): 444,5, 446,4 (M+1, M+3), MC (ES-): 442,3, 444 4.
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Cxema 57
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Br 0 OH 57d cl

IMomyuenue N-(2-((3-x10p-2-¢TOpOEH3NIT)aMIUHO )-2-0KCOITHI)-2-(4-XJ10p-5-11nano-7H-nuppoio[ 2,3-
d]mupumunna-7-wn)-N-uzonponmianeramua (57d).

Cramust  1: momydeHue Tper-OyTmi-2-(4-xiop-5-unano-7H-nmppono[2,3-dnupumMunus-7-mn)aneraTa
(57b).

K pactBopy 4-xnop-7H-nuppomno([2,3-d|uupumunun-5-xkapoorntpuna (57a) (811 wmr, 4,54 mmons) B
JIM®A (10 mur) npubasunu npu KoMHaTHO# Temneparype, NaH (60% B muHepambHOM Macne, 218 wmr, 5,45
MMOJIb) TIEpEMEITUBAIH B TEUCHHE 5 MHUH C TIOCIEAYIONUM TpubaBieHneM TpeT-0yTui-2-opomarerata (0,81 mur,
5,45 mmonb). PeakmmoHHyI0 cMech TiepeMerBaiii B TedeHue 2 4, moracwin EtOAc (50 mur) U HacBIIIICHHBIM
BOJHBIM pacTBOpoM Xiopuaa HaTpus (75 mur). OpraHudecKuit CJION OTACIHIN MPOMBIBaIKM Bojoi (50 M), cy-
I, (PUIBTPOBAIM M KOHILEHTPHPOBATM B BakyyMe. IIOJydeHHBIH OCTATOK OYHMINAIMA KOJOHOYHOH (hiar-
xpomarorpadueii [cumukarens (24 r), amoupys MeOH B CHCI; ot 0 mo 30%] ¢ momydenuem tpet-0yTii-2-(4-
xnop-5-nmano-7H-nmppomno[2,3-d jmupumunua-7-um)anerata (57b) (989 mr, 3,38 mmons, Beixox 74%) B BUAE
6€JI0T0 TBEp/IOTO BEIIECTBA C METAJUIMUYECKHM OTTEHKOM;

'H SIMP (300 MT'ni, IMCO-ds) & 8,86 (c, 1H), 8,71 (c, 1H), 5,18 (c, 2H), 1,42 (c, 9H);

MC (ES+): 293,4 (M+1), 315,3 (M+Na); (ES-): 291,3 (M-1), 327,4 (M+Cl).

Cranus 2: momydyenue 2-(4-xop-5-iuano-7H-muppono[2,3-d [mupumMuiuH-7-m1) yKCYCHOU KUCIOTHI (57¢).

Peakums tper-OyTun-2-(4-xmnop-5-unano-7H-mmppono[2,3-d nupumunun-7-un)anerata (57b) (500 wr,
1,71 mmonp) ¢ TOK (1,32 mur, 17,08 MMOIB) IO METOUKE, MPUBEICHHOMN [UIS CTaIuK 2 CXEMEBI 2, Iayia Tocie
00paboTKN peakumoHHOHM cMecH 2-(4-ximop-5-tmano-7H-nupporo[2,3-d]mupuMuanH-7-1in)yKCyCHYIO KHCIIOTY
(57¢) (310 wmr, 1,31 Mmmoms, BeIX0A 77%), KOTOPYIO HCIIOIH30BAIIM B TAKOM BHAE Ha CIIeAyIOmen cTaxuu 6e3 mo-
TIOJTHUTEIEHOW OYUCTKH;

MC (ES+): 237,3 (M+1); (ES-): 235,2 (M-1).

Cramus 3: monydenne  N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2-0KCOITHN )-2-(4-x110p-5-11mano-7H-
nuppoio| 2,3-dmupumuana-7-ni)-N-u3onponunaneramuaa (57d).

Peaxmmst N-(3-xmop-2-propoensmn)-2-(u3onponmiamuno))aneramuna (19c) (387 wmr, 1,5 mmonb) ¢ 2-(4-
xJop-5-1rano-7H-nuppono[ 2,3-dmupumuaun-7-mn)ykeycHol kucioToit (57¢) (295 mr, 1,25 Mmons) o mero-
JIMKe, TIPUBEACHHOM JJIs CTaquy 3 cXeMBbI 2, naja mociie 00padoTKH peakIMOHHONH CMECH M OYHUCTKH XpOMaTo-
rpaduei [mepBast KooHKa: cuiukaressb (24 r), amoupys MeOH B CHCI; 0-100%; BTOpast KOJOHKA: CHITUKAreib
(24 1), amoupys EtOAc/MeOH (9:1) B cmecu rekcanoB 0-100%;) N-(2-((3-xyop-2-¢hTopOeH3MI)aMHHO)-2-
OKCO3THI)-2-(4-x110p-5-11ano-7H-nuppono[ 2,3-d Jnrupumuaun-7-mn)-N-uzonponmnaneramun  (57d) (115w,
0,241 mmoms, BeIxXoX 19%) B BUie 6€TI0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI', IMCO-dg) & 8,82 u 8,82 (2¢c, 1H), 8,79 u 8,33 (21, 1H), 8,64 u 8,61 (2¢c, 1H), 7,57-
7,33 (m, 2H), 7,30-7,03 (M, 1H), 5,46 u 5,33 (2¢, 2H), 4,62-4,47 u 4,26-4,20 (2m, 1H), 4,44 (1, J=5,6 T'm) u 4,30
(m, J=5,8 Tm) (21, 2H), 4,18 1 3,84 (2¢, 2H), 1,24 (1, J=6,4 I'm) u 0,98 (7, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI'L, JIMCO-dg) 6 -121,27, -121,63; [Ha ocHoBanuu SIMP coenuHeHHE MPenCTaBIsLeT CO-
00lf cMech NBYX POTallMOHHBIX M30MEpoB ~cooTHomeHue 2:3 ratio]; MC (ES+): 477,5 (M+1); (ES-): 475,5,
4717,5 (M-1).

Cxema 58
F F
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;© WM wér
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58a

FF
[Tonyuenne 1-(2-((2-((3-xm0p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITHN (3,3 - TP TOPIUKITOOY THIT)aMUHO )-2 -
okcoatmn)- 1 H-uanazon-3-kapookcammuna (58b).
Cramus 1: momyaenne N-(3-xmop-2-dropoensmn)-2-((3,3-audTopukiao0yTnia)aMuHo )aeramua (58a).
Peakmus  2-xmop-N-(3-xmop-2-dpropoensmn)aneramuar  (35b) (500 wmr, 2,12 wmmoms) ¢ 3,3-
mudTopuukiIooyTaHaMuH ruapoxiopuaoM (502 mr, 3,49 MMoIb) O METOAMKE, MPUBCACHHON AN cTaaud 2
cxeMsl 35, nana nocie 00paboTKM PeaKIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH Quani-xpomarorpadueii [cnnu-
karenb (12 1), smoupys EtOAc/MeOH (9:1) B rexcane ot 0 mo 60%)] N-(3-xmnop-2-dropbenszmn)-2-((3,3-
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mudTopuukIo0yTHI)amMuHo )arieramu (58a) (110 mr, 0,36 Mmmonb, 17%) B Buie OECIIBETHOTO MAacia;

'H SIMP (300 MI'n, IMCO-dg) & 8,39 (t, J=6,0 T, 1H), 7,52-7,43 (m, 1H), 7,33-7,24 (m, 1H), 7,24-7,14
(M, 1H), 4,35 (1, J=5,9 T'n, 2H), 3,17-3,03 (M, 3H), 2,80-2,61 (M, 3H), 2,41-2,22 (M, 2H);

MC (ES+): 307,3,309,3 (M+1, M+3).

Cramqus 2: TIOJTy9ICHUE TpeT-0yTHi-1-(2-((2-((3-x50p-2-propden3un)amMuHo )-2-0kcodTII)(3,3-
TG TOPIUKIOOYTHIT)aMHIHO )-2-0KcodTHI)- | H-uamazon-3-kapookcamuna (58b).

Peaxmmst N-(3-xmop-2-dpropodensun)-2-((3,3-mudropuuknodyrmn)amuHo)anetamuaa (58a) (110 mr, 0,36
MMoOJIb) ¢ 2-(3-kap6amonit- 1 H-urnazon-1-wmm)ykcycHou kucioroi (2¢) (86 mr, 0,4 MMOJIB) IO METOIUKE, TIPUBE-
JIEHHOW NSl cTafuy 3 CXeMBI 2, Jaja mociie 00paboTKH peaKIIMOHHOW CMECH M OYHUCTKH KOJIOHOYHOW (hIidrI-
xpomarorpadueii [cmmkarens (12 1), amoupys CMA80 8 CHCI; ot 0 mo 60%] tpet-6yTm-1-(2-((2-((3-xmop-2-
¢$ropOeH3nIT)aMruHO)-2-0kcodTHN)(3,3-TUPTOPIHUKIOO0Y THI)aMHHO )-2-0Kc0oa T )- 1 H-nnnazon-3-kapOokcamu g
(58b) (115 wmr, 0,23 Mmoub, BEIX0A 63%) B BUE OCIOTO TBEPOTO BEIICCTBA;

'H SIMP (300 MT', IMCO-dg) & 8,90 (t, J=5,9 T'x) u 8,57 (t, J=6,6 T'w) (21, 1H), 8,18 (x, J=8,0 ', 1H),
7,79-7,63 (m, 1H), 7,56-7,07 (M, 7H), 5,65 u 5,43 (2c, 2H), 4,64-4,02 (M, SH), 3,12-2,85 (M, 2H), 2,80-2,65 (M,
2H);

PF SIMP (282 MTI'n, IMCO-de) & -82,66, -99,20, -121,23, -121,60;

MC (ES+): 508,5 (M+1); MC (ES"): 506,5 (M-1); [Ha ocHoBaruu SIMP nanHOe coeMHCHHE MPEACTABISICT
co00i cMecCh JABYX POTAIIMOHHBIX H30MEPOB B COOTHOIICHUU 5:1].

Cxema 59
N N
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Momyuenne  1-(2-((2-((3-xm0p-2-PTOpOESH3MIT)aMHHO )-2-0KCOITHI)(2-THIPOKCH-2-METUIIPOITHII)aMHUHO ) -
2-okcoatun)- 1 H-uanazon-3-kapbokcamuaa (59b).

Cramuss  1: momydenne N-(3-xm0p-2-GpTopoen3mn)-2-((2-TuapoKch-2-MeTHIIIPOIIFI )aMHHO )arleTaMH/ 1A
(59a).

Peaxkmms  2-x10p-N-(3-xmop-2-¢propoensnm)aneramuna (35b) (500 wmr, 2,12 mmonb) ¢ 1-ammHO-2-
MeTuinpomnan-2-oyioM (378 mr, 4,24 MMoJib) 110 METOAMKE, IPUBEACHHON JUIsl cTaAuu 2 cxembl 35, nana mocie
00paboTKN PEaKIMOHHOW CMECH W OYMCTKH KOJIOHOYHOW (hidmi-xpomarorpadueit [crmmnkarens (12 r), amoupys
EtOAc/MeOH (9:1) B rekcane or 0 mo 60%] N-(3-xiop-2-propoensmn)-2-((2-ruapokcu-2-
MeTHITponiI)aMiHo )aneTamu (59a) (200 mr, 0,69 MmMoits, 33%) B Buae OECIIBETHOTO Maca,

MC (ES+) 289,4 (M+1); (ES-) 287,3.

Cramqus 2: TOJTy9ICHUE 1-(2-((2-((3-x510p-2-PTOPOCH3MIT)aMHUHO )-2-0OKCOITHN )( 2-TUAPOKCHU-2 -
METHIIIIPOTIHAI ) aMHIHO )-2-0KcodTHI)- | H-uamazon-3-kapbokcamua (59b).

Peakmmst N-(3-xmop-2-propdensmin)-2-((2-ruApoKCcu-2-MeTHIIPOITHI )aMuHO )artieTamuaa (59a) (200 wr,
0,69 mmomn) ¢ 2-(3-kapbamowt- 1 H-unna3zon-1-ni)ykcycHoi kucnoroit (2¢) (167 mr, 0,76 MMOJIb) 110 METOTUKE,
NPUBEJICHHON JUIA CTaAMU 3 CXeMBl 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM
¢dmm-xpomatorpadueii [cnnmukarens (12 1), amoupys CMAS0O B CHCI; ot 0 no 60%)] 1-(2-((2-((3-xmnop-2-
(hTopOEH3MIT)aMIHO )-2-0KCOATHI ) (2-THIPOKCH-2-METHIPOTIFII )aAMUHO )-2-0Kc03TI)- | H-nHnazomn-3-
kapOokcamuz (59b) (239 mr, 0,49 mmoib, Beixo 70%) B BHIe OSIOTO TBEPIOTO BEIICCTRA;

'"H SIMP (300 MT';, IMCO-dg) & 8,83 (t, J=5,6 I'ri 8,49 (1, J=5,9 T') (21, 1H), 8,18 (1, J=8,1 I'y, 1H),
7,71 (n, J=11,8 I', 1H), 7,57-7,01 (m, 7H), 5,69 u 5,44 (2¢c, 2H), 5,08 u 4,59 (2¢, 1H), 4,52-4,28 (m, 3H), 4,07
(c, 1H), 3,50 u 3,20 (2¢c, 2H), 1,24 u 1,03 (2¢, 6H);

PF SIMP (282 MI', IMCO) & -121,34, -121,67;

MC (ES+): 490,5 (M+1); MC (ES-): 488,5 (M-1); [Ha ocHoBannu SIMP nanHoe coeauHeHne MpeCTaBIseT
c000if cMech IBYX POTAIMOHHBIX U30MEPOB B COOTHOIIEHUH 1:1].

Cxema 60
I
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[Honyuenue 2-(4-amuHO-5-11MaHo-7H-tmppoino|[2,3-d Jmupumuaua-7-mm)-N-(2-((3-x10p-2-
(hropOeH3MIT)aMHUHO )-2-0KkcodTHI )-N-n3onponuianeramuaa (60a).

K pactBopy  N-(2-((3-xmmop-2-hTopOeH31IT)aMUHO )-2-0KCOITHI )-2-(4-X710p-5-11ano-7H-muppoio[2,3-
d]mapumuane-7-n)-N-u3onponunanetamuaa (57d) (80 mr, 0,17 MMoinb) B nuokcane (3 mi1) mpuOaBUIN BOJ-
HBIA pacTBOp THApokcuna ammonus (1,83 mi, 46,9 MMonb) u HarpeBanu nipu 85°C B Teuenne 18 4. Peakimon-
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HYI0 CMECh OXJIAJHIHN JJO KOMHATHON TEMIepaTyphl U H30BITOK PACTBOPUTEIIS YIAMIN MPU MOHUKCHHOM JaB-
nennu. [lonydyennsiii ocratok pactupanmu ¢ CHCl; u moirydaeHHOE TBep0€ BEIIECTBO COOpaiu QUIBTPOBAHUEM,
npoMbun MeOH, BeImapuiii 1ocyxa ¢ rnoxydenueM 2-(4-aMuHo-5-nrano-7H-muppoio[2,3-dmupumuna-7-mr)-
N-(2-((3-xmop-2-hTopOeH3MIT )aMHHO )-2-0KcodTHI )-N-n3omnpornianeramuaa (60a) (36 mr, 0,079 MMoITb, BEIXO
47%) B BuIE OEIIOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI't;, IMCO-d) & 8,77 (1, J=5,8 T'm) u 8,31 (1, J=5,9 T') (21, 1H), 8,18 u 8,18 (2¢, 1H),
8,07 u 8,06 (2¢, 1H), 7,57-7,33 (M, 2H), 7,28-7,06 (M, 1H), 6,84 (c, 2H), 5,25 u 5,12 (2¢, 2H), 4,63-4,48 u 4,26-
4,19 (2m, 1H), 4,43 (1, J=5,6 I'n) u 4,31 (n, J=5,8 T'n) (21, 2H), 4,15 n 3,83 (2¢, 2H), 1,21 (u, J=6,4 I'n) u 0,97
(n, J=6,8 T') (21, 6H);

F SIMP (282 MTI', JAMCO-dg) 6 -121,31, -121,67 [Ha ocHoBanuu SIMP coenuHeHUE MPEACTaBISICT COOOM
CMECh JIBYX POTAIIMOHHBIX H30MEPOB ~ B COOTHOIICHUH 1:1];

MC (ES+): 458,5 (M+1), 480,5 (M+Na); (ES-): 456,4 (M-1), 492,5 (M+Cl).

Cxema 61
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Monyuenne  1-(2-((2-((3-xm0p-2-hTOpOEH3NIT)aMHUHO)-2-0KCOITHIT ) (3 - TOPIPOITHIT)aMHHO ) -2-OKCOITHII) -
1H-unnazon-3-kapookcamunaa (61b).

Cranus 1: noxyaenue N-(3-xnop-2-¢pTopoensmn)-2-((3-¢pToprpomnmn)amMuHo )anetamua (61a).

Peaxums 2-xmop-N-(3-xmop-2-propbensmn)aneramuna (35b) (494 wmr, 2,09 mmons) ¢ 3-dpropnponan-1-
amuH ruapoxiopugoM (250 mr, 2,201 MMOJIb) IO METOIMKE, MPUBEICHHON JJIsl CTaAWK 2 CXeMBI 35, fana nocie
00paboTKN PEaKIMOHHOW CMECH W OYMCTKM KOJIOHOYHOW (hidmi-xpomarorpadueit [crmmmkarens (12 r), smoupys
EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%)] N-(3-xmop-2-pTopoen3mn)-2-((3-PpToprpomnT)aMuHO )arieTaMu/L
(61a) (287 mr, 1,04 mmons, 47%) B Buae OeCIIBETHOTO Maca;

MC (ES+): 277,4,279,3 (M+1, M+3); (ES-): 275,3.

Cramus 2: monyuenne 1-(2-((2-((3-xmop-2-hTopOeH3mIT)aMHUHO )-2-0KCOITHI )(3-PTOPIPOIHIT)aMHUHO)-2 -
okcodtmn)- 1 H-uanazon-3-kap6okcammuna (61b).

Peaxums N-(3-x10p-2-dropoensmn)-2-((3-propnpomnmun)amuno)aneramuna (61a) (144 mr, 0,52 mmous) ¢
2-(3-xapbamom-1 H-unnaszon-1-mm)ykcycHoit kucioroi (2¢) (125 mr, 0,57 MMoJIb) 10 METOANKE, IIPUBEICHHOMN
Uil cTaauu 3 cXeMbl 2, nana 1mocie oOpadOTKM PEeakUHMOHHOW CMECH M OYMCTKH KOJIOHOYHOW (uidIl-
xpomarorpapueir [cunmkarens (12 1), smoupys CMA80 B CHCIl; or 0 mo 60%)] 1-(2-((2-((3-xm0p-2-
¢$ropOeH3MIT)aMIuHO)-2-0kcoaTH)(3-pTopHporniuT)aMiHo )-2-0kcoaTii)- 1 H-unnazon-3-kapdokcamun (61b) (145
mr, 0,30 MmOk, BBIXOA 58%) B BHIIE OSIIOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 M, IMCO-dg) & 8,87 (1, J=5,7 T'r) u 8,52 (t, J=5,9 T'w) (21, 1H), 8,18 (1, J=8,1 T, 1H),
7,78-7,66 (m, 1H), 7,61-7,07 (m, 7H), 5,58 u 5,45 (2c, 2H), 4,70 u 4,54 (21, J=5,6 'y, 1H), 4,51-4,30 (M, 3H),
4,271 3,97 (2c, 2H), 3,62 (1, J=7,1 I'm) u 3,39-3,33 (T u ™, 2H), 2,17-1,96 u 1,90-1,68 (2m, 2H);

PF SIMP (282 MI', IMCO) & -121,27, -121,62;

MC (ES+) 478,5 (M+1); MC (ES-), 476,5 (M-1); [Ha ocHoBanuu SIMP nanHoe coeqMHEHHE MPEACTABIAET
c000if cMech IBYX POTAIMOHHBIX H30MEPOB B COOTHOIIIECHUH 5:4].

CxeMma 62
o 4 N °
t ¢ Ya_
F N cl
SRR m oy
a Yy K,COs HATU, DIEA
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35b 62a
o

IMomyuenue 1-(2-((2-((3-x510p-2-pTOPOECH3NIT)aMUHO )-2-OKCOITHI ) (OKCETaH-3-1JT1)aMHHO ) -2 -OKCOITHII) -
1H-unnazon-3-kapookcamunaa (62b).

Cranus 1: noxyaenue N-(3-xsop-2-¢pTopoensmn)-2-(okceTaH-3-uaMrHo )aneramuia (62a).

Peaxums 2-x10p-N-(3-xmop-2-propdbensmn)aneramuna (35b) (500 mr, 2,12 MMOIIB) ¢ OKCEeTaH-3-aMHHOM
(310 wmr, 4,24 MMOIIB) IO METOJMKE, TIPUBEICHHOM JJI CTaAUU 2 cXeMbl 35, nana mociie 00pabOTKH PeaKIuOH-
HOW CMECH U OYHCTKH KOJIOHOYHOH (ummi-xpoMarorpadueit [cunukarens (12 1), amoupys EtOAc/MeOH (9:1) B
rexcane oT 0 1o 60%)] N-(3-xmop-2-propbensmn)-2-(okceran-3-mwiaMuHo )arieramun (62a) (365 mr, 1,34 mmonb,
BbIX0/ 63%) B BHJIE )KEITOTO Maca,;
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MC (ES+) 273,3, 275,3 (M+1, M+3); (ES-): 271,3 (M-1).

Cramust  2: momydenue 1-(2-((2-((3-xm0p-2-propOeH3mI)aMHUHO)-2-0KCOITIIT)( OKCEeTaH-3-1J1)aMHHO -2 -
okcoatmn)- 1 H-uanazon-3-kapookcammuna (62b).

Peaxmust N-(3-xmop-2-dpropbensnn)-2-(okceTan-3-miaMuHo Jareramuaa (62a) (200 mr, 0,73 mmoib) ¢ 2-(3-
kapOamoni-1 H-uanazon-1-mn)ykcycHout kucnoroit (2¢) (177 mr, 0,81 MMOJIB) TIO METOUKE, PUBEIACHHON IS
cTaiuu 3 CXeMbl 2, Jaia Iocie oO0pa0OTKH pPEaKIMOHHOW CMEeCHM W OYHUCTKHA KOJOHOYHOH (hidim-
xpomarorpadueit [cumukarens (12 1), smompys CMA80 B CHCI; or 0 mo 60%] 1-(2-((2-((3-xmop-2-
(hbropOEH3MIT)aMHUHO )-2-0KCOITHI ) (OKCETaH-3-MT)aMUHO)-2-0kc03ThN)- | H-nana3on-3-kapookcamun (62b) (192
mr, 0,41 Mmmoub, BBIXOA 55%) B BHIE OSIIOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 MT'n, IMCO-dg) & 8,94 (t, J=5,7 T'r) u 8,59 (t, J=5,8 T'w) (21, 1H), 8,17 (x, J=8,2 'y, 1H),
7,68 (n, J=14,5 I'n, 1H), 7,57-7,05 (M, 7H), 5,58 u 5,44 (2¢, 2H), 5,12 (1, J=7,4 Ty, 1H), 4,80 (T, J=7,2 ') n
4,69 (1, J=6,7 I'u (21, 2H), 4,58 (T, J=7,2 T'n, 1H), 4,54-4,45 (m, 2H), 4,43 u 4,24 (2c, 2H), 4,34 (n, J=5,6 T'ny,
1H);

F SIMP (282 MI', IMCO) & -121,26, -121,67;

MC (ES+): 474,5 M+1); MC (ES-): 472,4 (M-1); [Ha ocHoBanuu SIMP nanHoe coeauHeHne MpecTaBIseT
co00i1 cMech IByX POTallMOHHBIX H30MEPOB B COOTHOLIEHUH 5:4].

Cxema 63
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Monmyuenne  2-(4-amuuo-7H-mmuppono[2,3-d|mupumumus-7-mi)-N-(2-((3-xmop-2-PpTopOeH3 1T )aMUHO ) -2 -
okco3THI)-N-IIuKIIonponuianeramuaa (63a).

Peaxmust N-(3-x50p-2-pTopoen3mn)-2-(muknonponmwiaMuao )arieramuna (10b) (85 mr, 0,33 mmons) ¢ 2-(4-
amuHO-7H-mmppono[2,3-d jmupuMuauH-7-m1)ykeycHOU KucioToi (56¢) (64 mr, 0,33 MMOITb) TIO METOAMKE, TIPH-
BEJICHHOW JJIsl CTaguu 3 CXeMBI 2, Jajia Mmocyie 00pabOTKH PEakIMOHHONW CMECH M OYHCTKH Xpomarorpaduei
[cmmukarens (12 1), smoupys CMAS80 B CHCI; ot 0 no 40%)] 2-(4-ammuo-7H-mmuppono[2,3-d]mupumunns-7-
n1)-N-(2-((3-x510p-2-PTOpOESH3MIT ) aMIHO )-2-0KCOITIIT )-N-uKIonpornmianeramuy (63a) (42 mr, 0,097 MMoJIb,
BbIX0/1 29%) B BHJIe 6€TI0T0 TBEPAOTO BEIIECTBA,;

'H SIMP (300 MT';, IMCO-de) & 8,44 (t, J=5,9 Ty, 1H), 8,01 (c, 1H), 7,47 (tx, J=7,6, 1,8 T', 1H), 7,28-
7,19 (M, 1H), 7,15 (1, J=7,8, 1,0 I'u, 1H), 7,06 (x, J=3,5 T'u, 1H), 6,96 (c, 2H), 6,52 (n, J=3,5 'y, 1H), 5,25 (c,
2H), 4,33 (n, J=5,7 ', 2H), 3,96 (c, 2H), 3,07-2,94 (M, 1H), 1,01-0,82 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 431,5 u 433,4 (M+1), MC (ES-): 429,5 (M-1).

Cxema 64
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[Monyuenne 1-(2-(azernaun-3-mi(2-((3-xmop-2-hTopOEH3NIT )aMHHO )-2-0KCOITHIT ) aMHHO )-2-0KCc0odTHIT)- 1 H-
nHAa301-3-kapbokcamuna (64b).

Peaxtmst TpeT-0yTHi-3-(2-(3-kapbamon- 1 H-uamazoun- 1 -uim)-N-(2-((3-x10p-2-GTOpOCH3MIT)aMUHO ) -2 -
OKCO3THII)alleTaMuU 10 )a3eTuanH- | -kapOookcmara (52b) (236 mr, 0,41 mmons) ¢ TOK (0,19 mi, 2,47 MMoIb) TIO
METOJIMKE, TIPUBEIEHHOM IS CTAAWK 2 CXEMBI 2, Jajia Tociie 00paboTKH PEakIIMOHHONW CMECH U OYHUCTKH XPO-
marorpadueit [cumukarens (12 1), amoupys CMA80 B CHCl; ot 0 no 60%] 1-(2-(azerunun-3-un (2-((3-x10p-2-
(TOpOECH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KkcoaTvi)- 1 H-nrnazon-3-kapbokcamun (64b) (112 wmr, 0,24 mmouns,
BEIX0JT 58%) B BHJIe 0EJI0T0 TBEPAOTO BEIICCTBA;

'"H SIMP (300 MT', IMCO-dg) & 8,94 (1, J=5,7 T'w) u 8,51 (t, J=6,0 T'x) (21, 1H), 8,17 (x, J=8,2 'y, 1H),
7,68 (ym. c., 1H), 7,52-7,22 (m, 7H), 5,55 n 5,41 (2¢, 2H), 4,91 (m, 1H), 4,47 (x, J=5,3 Tn) u 4,33 (&, J=5,5 ')
(2m, 2H), 4,42 n 4,18 (2¢, 2H), 3,62 (0, J=7,2 I'n, 2H), 3,41 (xn, J=7,6 I'ny, 2H), 3,35 (c, 1H);

F SIMP (282 MI', IMCO) & -121,28, -121,64;

MC (ES+) 473,5 (M+1); MC (ES-), 471,4 (M-1); [Ha ocHoBanuu SIMP nanHOE COeIMHEHUE MPECTaBIISET
co00li cMech JBYX POTAIIMOHHBIX H30MEPOB B COOTHOIICHUU 1:1].

Ha
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Cxema 65
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[Monyuenne 4-amuHO-7-(2-((2-((3-x110p-2-PTOPOESH3MIT)aMHHO )-2-OKCOITHIT ) ( M30TIPOITHIT )aMHHO )-2 -

okco3tnn)-7H-muppono[2,3-djmupumuann-5-kapookcamuaa (65a).
K pactBopy 2-(4-amuH0-5-111aH0-7H-mmuppouo| 2,3 -d Jrmpumuaus-7-ui)-N-(2-((3-xm0p-2-

(ropOeH3mIT)aMruHO)-2-0kcoaTHi)-N-u3onponunarneramuaa (60a) (32 mr, 0,07 Mmmois) B aTanose (5 mir) npuda-
BWIH BOJH. ruzapokcuy ammonus (0,54 mur, 13,98 MMomnb) ¢ mocieayronuM NpuOaBICHHEM BOJH. MEPOKCUIA
Bozopoaa (35%, 0,122 mu, 1,398 MMoib) 1 nepeMelInBany Ipyd KOMHATHOW TemriepaType B Teuenue 16 4. Us-
OBITOK PACTBOPUTEINS YAAIHIN MPU TTOHIKCHHOM IaBICHUH W IMOJYYCHHBIH OCTATOK OYHINAIUA C MOMOIIBIO
(hma1I-KoNOHOUHOH Xpomatorpaduu [cwmmkarens (12 r), samronpys MeOH B CHCl; 0-50%) ¢ monydyenuem 4-
aMuHO-7-(2-((2-((3-x10p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITHI ) (M30TTPOITHIT )aMUHO )-2-0KCc0o3THN )-7H-
nppoo[2,3-d|mupumuaie-5-kapbokcamuna (65a) (14 mr, 0,029 mmouns, Bexon 42%) B Buae 0enoro TBEpAOro
BEIIICCTBA,

'H SIMP (300 MI'u, IMCO-dq) & 8,79 (T, J=5,7 T'u) u 8,35 (1, J=5,9 T'u) (2t, 1H), 8,04 u 8,04 (2¢c, 1H),
7,90 u 7,88 (2¢, 1H), 7,58-7,35 (M, 2H), 7,34-7,07 (M, 3H), 5,21 u 5,08 (2¢, 2H), 4,63-4,51 u 4,28-4,23 (2m, 1H),
4,43 (n, J=5,6 Tm) m 4,31 (7, J=5,8 I'n) (21, 2H), 4,17 u 3,84 (2¢, 2H), 1,20 (1, J=6,4 Tm) u 0,97 (m, J=6,8 I'my)
(2m, 6H);

YF aMP (282 MTI', AMCO-dg) & -121,32, -121,70 [Ha ocHoBarwu SIMP coeanHeHme MpeacTaBIseT coO0H
CMEChH JIBYX POTAIIMOHHBIX H30MEPOB ~ B COOTHOIICHUH 1:1];

MC (ES+): 476,5 (M+1), 498,5 (M+Na); (ES-): 474,5 (M-1), 510,3 (M+Cl).

Cxema 66
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[Monyuenne  2-(4-ammHo-1H-nupasono|3,4-dnupumuans-1-mn)-N-(2-((6-6pomnmpasuH-2-1i1)aMUHO)-2-
okcoaTI)-N-nukionponmianeramuaa (66d).

Cranus 1: nomxydenue tper-0ytmi-2-(4-xiop-1H-mupaszono[3,4-dmupumuana-1-mn)anerara (66b).

Peaxkums  4-xnop-1H-nmpazosno[3,4-djmupumununa (66a) (6,82 1, 44,16 Mmonp) ¢ Tper-OyTmi-2-
opomaneratom (7,82 mit, 52,96 MMOJIB) ¢ Hcmoab30BaHKMEM KapOoHaTa kaius (9,14 T, 66,13 MMOIb) B KauecTBE
OCHOBAHHMSI 110 METOJIUKE, TPUBEICHHON ISl CTaANH 2 cXeMbl 35, najia mocie o0paboTKN peakMOHHONW CMECH U
OYHCTKH KOJIOHOYHOW (mim-xpomarorpadueit [cummmkarens (40 1), amoupyst EtOAc B cmecn rekcanoB ot 0 10
60%] Tpet-OyTmn-2-(4-xmop-1H-mmmpasono[3,4-d|mupumunun-1-un)aneratr (66b) (4,5 r, 16,75 MMoib, BBIXOX
38%) B Buze O€IOTO TBEPAOTO BEIIECTRA.

Cramus 2: noyaenue 2-(4-amuno- 1 H-mpazono[3,4-d JnupuMuais- 1 -1i1) yKCyCHOM KUCITOTHI (66C)

PactBop TpeT-0yTnn-2-(4-xmop-1H-mupazono[3,4-dJmupumuaun- 1 -mm)anerara (66b) (300 mr, 1,12 MMoItb)
B METaHOJbHOM pacTBope ammmuaka (3,72 mu, 11,16 MMoIp) mepememiMBaiy Mpu KOMHATHOM TeMmIepaType B
TeueHne 2 JHel, KOHIIEHTPUPOBAIN B BaKyyMe W OCTaTOK OYMINany Xxpomarorpadueit [cummkarens (12 r), simo-
upys EtOAc/MeOH (9:1) B cmecu rekcanoB ot 0 1o 100%] ¢ monydeHneM MpoMeXyTOYHOTo npoaykra. /laH-
HBII MaTepuan pactBopuian B JAXM (5 mu), npubasmwm TOK (0,86 mi, 11,16 MMoIib) 1 nepeMeIInBaIy MpH
KOMHAaTHOW TeMmeparype B TeueHue 4 nHeld. PacTBopuTens ynammim B BakyyMe U IOJIyYEHHBIH OCTATOK Cyc-
neHaupoBany B toxyosie (10 mur) u Beimapwim. TBeproe BELIECTBO CYLIMIM B BaKyyMe C HoJydeHHeM 2-(4-
amuHO- 1 H-mmpazomno|3,4-djmupumuans- 1 -nn)ykeycHo#t kucioTs (66¢) (0,14 T, 0,73 mmons, Beixon 65%) B BH-
Jie 6erroro TBEpOT0 BEIIECTBA C METAJUTHIECKAM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-dg) 5 9,24 (c, 1H), 8,64 (c, 1H), 8,39 (c, 1H), 8,32 (c, 1H), 5,16 (c, 2H);

MC (ES+) 194,2 (M+1).

Cramuss  3: momydenme 2-(4-amuno-1H-mmupa3zono[3,4-d|mupumuana- 1-um)-N-(2-((6-6pommmpasnH-2-
WIJT)aMUHO )-2-0KCc0o3THI )-N-ITuKJIonponuianeramua (66d).

Peaxmust N-(6-0pommnupaszun-2-wmi)-2-(MuKIonponmiaMuHo )aeramuaa (49¢) (70 mr, 0,26 mmons) ¢ 2-(4-
amuHO- 1 H-mupasono|3,4-dJmupumunus- 1 -mn)ykcycHoit kucnoroir (66¢) (50 mr, 0,26 MMOJIB) IO METOIMKE,
NPUBEJICHHON JJIsl CTaJMK 3 CXEMBI 2, 1asia Tociie 00pabOTKH peakIMOHHOM CMECH U OYHCTKH XpoMaTorpadueit
[cunukarens (12 1), amoupys CMA80 B CHCI; ot 0 mo 40%] 2-(4-amuno-1H-tmupazomno[3,4-dnupumunna-1-
mi)-N-(2-((6-0pomnupasnuH-2-1i1)aMIHO)-2-0KcodTiin)-N-nmkinonponmianeramun  (66d) (62 mr, 0,14 mmos,
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BBIX0JT 54%) B BUJIe 0EJIOT0 TBEPAOTO BEIICCTBA;
'H SIMP (300 MI';, IMCO-dg) & 11,27 (¢, 1H), 9,25 (c, 1H), 8,54 (c, 1H), 8,15 (c, 1H), 8,08 (c, 1H), 7,87-
7,54 (m, 2H), 5,45 (¢, 2H), 4,19 (c, 2H), 3,14-3,02 (M, 1H), 1,02-0,88 (M, 4H);
MC (ES+): 446,4 u 448,4 (M+1), 468,4 u 470,4 (M+Na).
Cxema 67
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[Monyuenne  2-(4-amuno-1H-nmpazosno|3,4-d]mupumunus- 1 -um)-N-(2-((6-0poMIHpHIMH-2-1J1)aMHHO ) -2 -
okcodTHIN)-N-nuKIonponmianeramuaa (67a).

Peaxmust N-(6-6pommupasus-2-nn)-2-(mukionpornuiamuHo )aneramuna (7¢) (70 mr, 0,26 Mmmoinb) ¢ 2-(4-
amuHo- 1 H-mpa3z ool 3,4-d jmupumuans- 1 -un)ykcycHoi kucnoroit (66¢) (50 mr, 0,26 MMoib) IO METOIWKE,
TIPUBEICHHOM IS CTANK 3 CXEMBI 2, Jajia 1Mocjie 00padOTKH peaKIIMOHHOW CMECH M OYHCTKH Xpomartorpadueit
[cmmukarens (12 1), smoupys CMA80 B CHCI; ot 0 mo 40%] 2-(4-amunuo-1H-mmmpazono[3,4-dmupumunna-1-
11)-N-(2-((6-6poMTTUpHINH-2 -HIT)aMHAHO )-2-0KCO3THN )-N-TITuKJIonponuianeramMus (67a) (68 mr, 0,153 MMoub,
BBIX0/ 59%) B BHJIe 6€TI0T0 TBEPIOTO BEUIECTRA,;

'H SIMP (300 MI'n, IMCO-dg) & 10,93 (c, 1H), 8,15 (c, 1H), 8,08 (c, 1H), 8,02 (1, J=8,1 I'u, 1H), 7,86-
7,53 (m, 3H), 7,33 (mn, J=7,7, 0,7 T'n, 1H), 5,43 (c, 2H), 4,15 (c, 2H), 3,12-3,00 (M, 1H), 1,01-0,86 (M, 4H);

MC (ES+); 445,4 n 447,4 (M+1), 467,4 n 469,5 (M+Na), MC (ES-): 443,4 u 445,4 (M-1).

Cxema 68
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[Monmyuenne 2-(4-amunHo-1H-nupazomno|3,4-dJmupumuani- 1 -nm)-N-(2-((3-xmop-2-pTopOeH3mn)aMiuHo )-2 -
oKkcodTH)-N-TIKIonponmianeramMmuaa (68a).

Peaxmust N-(3-x510p-2-pTopoen3mn)-2-(muknonponmwiaMuno )arieramuna (10b) (70 mr, 0,27 mmons) ¢ 2-(4-
amuHo- 1 H-mupaszono| 3,4-d jmupumuans- 1 -un)ykcycHoi kucnmotoit (66¢) (53 wmr, 0,27 MMoib) IO METOIWKE,
MPUBEICHHOW JUTS CTAJHUU 3 CXEMBI 2, layia mocie o0paboTKH PEakIMOHHON CMECH U OYUCTKH XpoMartorpadueit
[cunukarens (12 1), amoupys CMA80 B CHCI; ot 0 mo 40%] 2-(4-amuno-1H-tmupazono|3,4-dnupumunna-1-
mi)-N-(2-((3-xnop-2-dropbensmin)amuno)-2-okcoatii)-N-nuknonponuianeramuy (68a) (85 wmr, 0,2 mMmons,
BBIX0JT 72%) B BUJIe OEJIOT0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI', JIMCO-de) & 8,45 (r, J=5,8 I', 1H), 8,14 (c, 1H), 8,08 (c, 1H), 7,88-7,52 (m, 2H),
7,47 (tm, J=7,6, 1,8 'y, 1H), 7,27-7,19 (M, 1H), 7,19-7,10 (M, 1H), 5,42 (c, 2H), 4,32 (n, J=5,7 T'u, 2H), 3,95 (c,
2H), 3,09-2,95 (m, 1H), 0,99-0,82 (m, 4H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,62;

MC (ES+): 432,5 u 433,5 (M+1), 454,4 (M+23), MC (ES-): 430,4 u 432,4 (M-1).

Cxema 69
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[Tonyuenne 1-(2-((2-((3 -xnop-2—(bTop6eH3Hn)aMHHo)-2—OKcoaTI/m)(MeTHn)aMHHo)-2-0Kc03mn)- 1H-
nHAa301-3-kapbokcamuaa (69d).

Cramus 1: momyaenue 2-6poM-N-(3-x10p-2-pTopobenzmn)arneramuaa (69b).

Peaxmust 2-6pomykcycHoi# kucioTs (69a) (2,09 T, 15,04 mmoib) ¢ 3-xiop-2-pTopoersmmamuaom (9d) (2,0
1, 12,53 MMoOITB) IO METO/IMKE, IPUBEACHHON Ha cxeMe 32 nmaia rmocie o0padoTKH peaKIInOHHONW CMECH U OYHUCT-
KM KOJOHOYHOH (umm-xpomaTtorpadueit [cunukarens (40 T), smoupyst EtOAc B cmecn rekcanos 0-100%] 2-
6pom-N-(3-x10p-2-propbensun)aneramun (69b) (2,58 1, 9,21 Mmoib, Beixox 74%) B BHUIE JKENTOTO TBEPIOTO
BEILIECTBA;

'H IMP (300 MI't, AMCO-dg) & 8,86 (1, J=5,9 I'i, 1H, obMenuBaromutiics ¢ D,0), 7,51 (nan, J=7.9, 7,2,
1,8 T'u, 1H), 7,36-7,27 (M, 1H), 7,26-7,16 (M, 1H), 4,44-4,27 (M, 2H), 3,91 (c, 2H);
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F SIMP (282 MI'n, JIMCO-dg) & -121,04;

MC (ES+): 280,2, 282,2 (M+2); (ES-): 278,2, 280,2 (M-2).

Cranus 2: noxyaenue N-(3-xyop-2-¢pTopoen3nn)-2-(MeTHiIaMruHo )ateramusa (69c).

Peakmus 2-6pom-N-(3-x510p-2-ropoensmn)aneramuaa (69b) (300 mr, 1,07 MMonb) ¢ MeTmiiaMuHOM (2M B
MeOH) (0,962 mm, 1,925 mmons) B aTaHoe (20 M) IO METOMKE, TIPUBEICHHON JUIsl CTaAUA 2 CXeMbl 35, nana
mocyie 00paboTku peakimoHHol cMmecu N-(3-xmop-2-pTopOensmn)-2-(MeTunamuHo)aretamun (69¢) (217 wr,
0,94 Mmmomnb, BeIxoa 88%) B BHE KENTOTO Macliia, KOTOpOe OBUIO MCIOIh30BAaHO B TAaKOM BHJIE Ha CIEAYIOMEH
CTaJNH;

MC (ES-): 229,2 (M-1).

Cramus 3: momyuenue 1-(2-((2-((3-xm0p-2-PTOpOESH3MIT)aMHUHO)-2-0KCOITHIT )(METHIT)aMHHO )-2-OKCOITHI)-
1H-unnazon-3-kapbokcamuna (69d).

Peaxkmms N-(3-xmop-2-propbensun)-2-(MeTuinamuno)aneramuaa (69¢) (217 mr, 0,94 mmoms) ¢ 2-(3-
kap6amomit-1H-unnazon-1-nm)ykcycHoit kucioroit (2e) (572 mr, 2,61 MMOJIb) 110 METOJMKE, TPUBEACHHON /IS
cramuu 3 cxeMmbl 2, Jana 1ocie OoO0pabOTKHM peakIMOHHOH CMECH W OYHUCTKM KOJIOHOYHOW  (uidIi-
xpomarorpapueir [cmnmkarens (24 1), omoumpys MeOH B CHCl; 0-50%) 1-(2-((2-((3-x70p-2-
(hbTopOEH3MIT)aMHUHO )-2-0KCOITHII ) (METHI)aMHUHO )-2-0KkcodTHN )- | H-Hnazomn-3-kapooxcamun (69d) (139 mr, BbI-
x07 34%) B Buae 01€THO-KEITOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI', IMCO-dg) & 8,93-8,78 u 8,59-8,45 (2m, 1H), 8,18 (1, J=8,1 T'u, 1H), 7,79-7,58 (M,
2H), 7,58-7,33 (m, 3H), 7,34-7,05 (M, 3H), 5,57 u 5,44 (2c, 2H), 4,46 (1, J=5,1 I'm) u 4,35 (7, J=5,6 I'n) (21, 2H),
4,2514,00 (2¢, 2H), 3,19 u 2,81 (c, 3H);

F SIMP (282 MTI', JAMCO-dg) 6 -121,40, -121,64 [Ha ocHoBaHmu SIMP coenuHeHHUE MPEACTAaBISICT COOOM
CMECh JIBYX POTAIIMOHHBIX H30MEPOB ~ COOTHOIIeHUE 2:3];

MC (ES+): 432,5 (M+1).

Cxema 70
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[Honyuenue 1-(2-((2-((3-x510p-2-hTOPOCH3MIT)aMHIHO )-2-0KCOATHI ) (4-TUPOKCUOY TaH-2 -FJT)aAMUHO ) -2 -

okcoaTin)- 1 H-unna3on-3-kapookcamuna (70b).

Cranus 1: nomyaenue N-(3-xyop-2-¢pTopoensnn)-2-((4-ruapoxkcndyran-2-mi)aMuHo )aneramua (70a).

Peaxmms 2-x710p-N-(3-x10p-2-pTopbensun)aneramuna (35b) (494 mr, 2,09 mmons) ¢ 3-amuHOOyTaH-1-
onoM (378 mr, 4,24 MMOJIB) TIO METOJIMKE, IPUBEICHHON ISt CTaMu 2 cXeMbl 35, nana nociie o0paboTKu peax-
IIMOHHON CMECH M OYHMCTKH KOJIOHOYHOH (imi-xpoMarorpadueit [cumukarens (12 1), samoupys EtOAc/MeOH
(9:1) B rexcane ot 0 mo 60%] N-(3-xmop-2-pTopOenHs3mn)-2-((4-ruapokcndyTan-2-mi)amuno ))anetamuy (70a)
(200 wmr, 0,69 Mmmomb, 33%) B BuIe O€CIIBETHOTO Macia;

MC (ES+) 289,4 (M+1); (ES-) 287,3 (M-1).

Cramus  2: momyuerne  1-(2-((2-((3-x0p-2-hTOpOEH3MIT)aMUHO)-2-0KCOITHN ) (4-TUAPOKCHOYTaH-2-
WJT)aMuHO )-2-0kcodTun)- 1| H-uanazon-3-kapookcamuma (70b).

Peakmms  N-(3-x10p-2-dpropoensmn)-2-((4-runpoxcudyran-2-uin)amuHo))anetamuna (70a) (200 mr, 0,69
MMoIb) ¢ 2-(3-xap6amoni-1H-nnnazon-1-um)ykcycHoit kucnoroit (2e) (167 mr, 0,76 MMoIJIb) 1O METOMKE,
NPUBEJICHHON JJISl CTaluK 3 CXEeMBI 2, rmocie o0paboTKN PEeakIMOHHOW CMECH M OYMCTKM KOJOHOYHOH (IIdII-
xpomarorpacdmueii [cummkarens (12 r), samoupyst CMA80 B CHCI; ot 0 1o 60%)] ¢ mocnenyromeit ouncTKoi mpe-
napatuBaOoil BOXKX [C18 kononka, MeOH B Bome 0-100%] mama 1-(2-((2-((3-xm10p-2-hTopOeH3MIT)aMIHO)-2-
OKCOATH ) (4-THAPOKCUOYTaH-2-1JT)aMUAHO )-2-0kc03Tmn)- | H-uamazon-3-kapookcamuy  (70b) (102 wmr, 0,21
MMoJIb, BEIX0 30%) B Buze 6€J0T0 TBEPAOTO BEUIECTBA;

'H SIMP (300 MI', IMCO-dg) & 8,83 (1, J=5,5 T'r) u 8,40 (t, J=5,8 T'u) (21, 1H), 8,18 (1, J=7.9 ', 1H),
7,72 (n, J=6,5 I'u, 1H), 7,58-7,00 (M, 7H), 5,79-5,40 (m, 2H), 4,57-3,41 (M, 7TH), 3,31 (1, J=6,5 I'i, 1H), 1,80-
1,41 (m, 2H), 1,25 (g, J=6,5 I'n) 1 0,98 (x, J=6,8 I'n) (21, 3H);

PF SIMP (282 MI'i, IMCO) & -74,30 (mux TPK), -121,26, -121,77;

MC (ES") 490,5 (M+1); MC (ES), 488,4 (M-1); [Ha ocHoBannn SIMP naHHOE COEMHEHHE MPE/ICTABIACT
c000if cMech IBYX POTAIMOHHBIX U30MEPOB B COOTHOIIEHHUH 4:5].
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Cxema 71
N N
oy 0 F
S Ay
H —_— l\ll o H
N
oY K2CO, HN HATU,DIEA |\ |
O a5 71a

IMomyuenue 1-(2-(BTOp-0OyTHI(2-((3-X110p-2-( TOPOEH3UIT)aMHHO )-2-0KCOITHIT ) aAMUHO ) -2-0KCOdTHI)- 1 H-
uHaa30u-3-kapookcamuna (71b).

Cranus 1: nomxyaenue 2-(Brop-0yrmnamuno)-N-(3-xmop-2-¢pTopoensun)aneramuna (71a).

Peaxmms 2-xmop-N-(3-xsop-2-¢propoenzmn)aneramuna (35b) (500 mr, 2,12 mMmonb) ¢ OyTaH-2-aMHHOM
(775 mr, 10,59 MMOJIB) TTO METOJMKE, MPUBEICHHOM s CTaauu 2 CXeMBI 35, Aana mociie 00pabOTKH peaKInOH-
HOW CMECH U OYHCTKH KOJIOHOYHOH (ummi-xpoMarorpadueit [cunukarens (12 1), amoupys EtOAc/MeOH (9:1) B
rexcane ot 0 mo 60%] 2-(Brop-OyTmnamuHo)-N-(3-xm0p-2-pTopbensmn)aneramus (71a) (170 mr, 0,62 MMob,
29%) B BHZE KENTOTO MACTa;

MC (ES+): 273,4 (M+1); MC (ES-): 271,3 (M-1).

Cramuss  2: momydenue  1-(2-(Brop-OyTmin(2-((3-xmop-2-propOeH3min)aMiHO )-2-0KCOITHII)aMUHO )-2 -
okcodtmn)- 1 H-uanazon-3-kap6okcamuna (71b).

Peaxums 2-(Brop-O0yrnnamuno)-N-(3-xmop-2-gpropbensun)aneramuna (71a) (170 mr, 0,62 mmons) ¢ 2-(3-
kap6amomi-1H-unnazon-1-nm)ykcycHoit kucioroit (2e) (150 mr, 0,69 MMOJIB) 10 METOJMKE, TPUBEACHHON /IS
cramun 3 cxeMmbl 2, Janla 1ocie o0pabOTKHM pEeakIMOHHOH CMECH W OYHCTKM KOJIOHOYHOW  (udI-
xpomarorpadueii [cunukarens (12 r), smroupys CMA80 8 CHCI; ot 0 mo 60%] 1-(2-(BTop-0yTIm(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KkcoaTmi)- 1 H-nrnazon-3-kapookcamun (71b) (178 mr, 0,38 mmouns,
BbIx0J1 60%) B BUIe 0EJI0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 M, IMCO-dg) & 8,82 (1, J=5,7 T'r) u 8,36 (t, J=5,9 T') (21, 1H), 8,18 (1, J=8,1 ', 1H),
7,77-7,67 (m, 1H), 7,60-7,02 (M, 7H), 5,66-5,39 (M, 2H), 4,57-3,71 (m, 5H), 1,69-1,28 (M, 2H), 1,26-0,61 (M,
6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,76;

MC (ES+) 474,5 (M+1); MC (ES"), 472,5 (M-1); [Ha ocHoBanum SIMP manHO€ coeMHEHHE MPEACTABISET
c000ii cMech IBYX POTAIMOHHBIX U30MEPOB B COOTHOIIEHUH 2:1].

Cxema 72
0
o o j/OH
OH R N C N
[SICAN j Pij 2 2 HO J.L F
N cl
F
H O NH - . N N
N —_— j’ =N O
0|/\g/ KoCO, N HATU,DIEA |
35b o 72a o 720

[Momyuenne  1-(2-((2-((3-x510p-2-PTOPOESH3MIT)aMIHO )-2-0KCOITHIT )(2-THIPOKCUITMKIOTIEHTHIT )aMHHO )-2 -
okcoatmn)- 1 H-uanazon-3-kapookcammuna (72b).

Cramus 1: moyaenne N-(3-xmop-2-hTopoersmn)-2-((2-TuapoKCHIIUKIOTICHTHI ) aMHIHO )arieTamMua (72a).

Peakmust  2-xmop-N-(3-xmop-2-propbensmn)aneramuga  (35b) (350 wmr, 1,48 w™momp) ¢ 2-
aMyHOIHMKIIONIeHTaHoIoM (375 mr, 3,71 MMOJIB) 1O METOIUKE, MPUBEIACHHON IS cTaauK 2 CXeMbI 35, mana mo-
cyie 00pabOTKN PEeaKIMOHHOW CMECH W OYHCTKH KOJIOHOYHOU (hmi-xpomarorpadueil [cumikarens (12 r), aimo-
upys EtOAc/MeOH  (9:1) B rTexkcame or 0 mo 60%]  N-(3-xnop-2-dpropbdenzun)-2-((2-
THIIPOKCHUITMKIIOTICHTHIT)aMuHO )arieraMu (72a) (158 mr, 0,53 mmoib, 36%) B BUE XKEIATOTO Macia;

MC (ES+): 301,3; (ES-): 299,3 (M-1).

Craaus 2: MOJydeHue 1-(2-((2-((3-xs10p-2- TOPOEH3NIT)aMHUHO )-2-OKCOITHIT ) (2-
THIPOKCHIMKIIONEHTHII)aMHHO)-2-0KkcoaThi)- 1 H-unnazon-3-kapbokcamuna (72b).

Peakmmst N-(3-x1mop-2-¢hropoen3nin)-2-((2-ruIpoKCUIIMKIONIEHTHI )aMiHo )arieTamua (72a) (158 wmr, 0,53
MMoJIb) ¢ 2-(3-kapbamowi-1H-unna3on-1-nn)ykcycHoi kuciotoi (2¢) (127 wmr, 0,58 mMMoinb) 1Mo MeTomuKe,
MIPUBEJICHHON U1 cTaguu 3 cXembl 2, Jana Tmociie 00paOOTKH peaKIMOHHOW CMECH W OYHCTKH KOJIOHOYHOH
¢mm-xpomarorpadueit [cunukarens (12 1), smoupys CMAS0 8 CHCL; ot 0 mo 60%] 1-(2-((2-((3-x10p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHI ) (2-THAPOKCHUITUKIIOTICHTHI JaAMHHO )-2-0KCc03THN )- | H-nHmaz0:1-3-
kapOoxcamunom (72b) (128 mr, 0,26 mmoib, Berxox 49%) B Biae 6€I0T0 TBEPIOTO BEIIECTBA C METAJUTHIECKUM
OTTCHKOM;

'H SIMP (300 MT', IMCO-dg) & 8,87 (1, J=5,7 T'r) u 8,47 (t, J=5,9 T'w) (21, 1H), 8,18 (x, J=8,1 T', 1H),
7,77-7,64 (m, 1H), 7,60-6,99 (M, 7H), 5,69 u 5,43 (2¢, 1H), 5,36 (n, J=4,7 I'n) n 4,75 (n, J=4,8 T'n) (2n, 2H),
4,50-3,70 (M, 6H), 2,04-1,28 (M, 6H);
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PF SIMP (282 MI', IMCO-dg) & -121,22, -121,68;
MC (ES+) 502,6 (M+1); MC (ES"): 500,5 (M-1); [Ha ocHoBannu SIMP nanHoe coeiMHEHUE MPECTaBIISET
co0oi1 cMech IByX POTallMOHHBIX H30MEPOB B cooTHOUIeHUH 1:3].

Cxema 73
N N
cl F
\F;© /\N: N\)J\ /\©/CI
H 2
N —_—
' KaCOs3 HN HATU. DIEA |,
© s PN 73a

Monyuenne  (R)-1-(2-(Brop-0yTmn(2-((3-x10p-2-pTopOeH31IT)aMHHO)-2-0KCOITHIT)aMUHO )-2-OKCOITHI)-
1H-unpnazon-3-kapbokcamuna (73b).

Cranus 1: momyuyenue (R)-2-(BTop-0yTrnamuno)-N-(3-xmop-2-propoensmn)anetamua (73a).

Peaxums 2-xmop-N-(3-xmop-2-dpropbensun)aneramuna (35b) (200 mr, 0,85 mmons) ¢ (R)-Oyran-2-amun
(155 wr, 2,12 MMOJIB) IO METOJUKE, MIPUBEICHHON IS CTAJAUU 2 CXEMBI 35, 1aia mocie 00padOTKU PeaKIMOH-
HOHM CMECH M OYMCTKH KOJIOHOYHOH (udni-xpomarorpadueii [crmmkarens (12 ), amoupys EtOAc/MeOH (9:1) B
rekcane ot 0 mo 60%] (R)-2-(Brop-Oytminamutuo)-N-(3-x10p-2-¢propbensmn)aneramun (73a) (100 mr, 0,37
MMOJTb, 43%) B BHJIC JKENTOTO Macia;

MC (ES+): 273,3 (M+1); MC (ES-): 271,3 (M-1).

Cramus 2: momydenue (R)-1-(2-(Brop-OyTmn(2-((3-xmop-2-hTopOeH31T)aMHHO )-2-0KCOITHI )aMIHO )-2-
okcodtmn)- 1 H-uanazon-3-kapookcammuna (73b).

Peakmus (R)-2-(BTop-0yTrinamuno)-N-(3-xmop-2-propoensmn)aneramuaa (73a) (100 mr, 0,37 mmons) ¢ 2-
(3-xapbamomnn-1H-urnazon-1-mwn)ykcycroii kucioroii (2¢e) (88 mr, 0,4 MMOJIb) IO METOAMKE, IPUBEACHHOMN /IS
cramuu 3 cxeMmbl 2, Jana 1ocie o0pabOTKHM pEeakIMOHHOH CMECH W OYHUCTKM KOJIOHOYHOW  (udI-
xpomarorpaguei [cunukarens (12 r), amoupys CMA80 B CHCI; ot 0 no 60%] (R)-1-(2-(BTop-OyTnn(2-((3-
XJTOp-2-(PpTOPOSH3UIT)aMHHO )-2-0KCO3THII)JaMHHO )-2-0kcoaTwn)- | H-unnazon-3-kapookcamua (73b) (101 mr, 0,21
MMOJIB, BBIX0J 58%) B BHJE O€JI0T0 TBEPAOTO BEILECTBA;

'H SIMP (300 MI', IMCO-dg) & 8,82 (1, J=5,5 T'r) u 8,36 (t, J=5,7 T') (21, 1H), 8,19 (1, J=8,1 T, 1H),
7,82-7,65 (M, 1H), 7,59-7,01 (M, 7H), 5,68-5,39 (M, 2H), 4,55-3,71 (M, 5H), 1,67-1,28 (M, 2H), 1,26-0,65 (M,
6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,76;

MC (ES+) 474,6 (M+1); 496,5 (M+Na); MC (ES-), 472,5 (M-1); [Ha ocHOBanuu SIMP manHoe coennHe-
HUE TPEICTABIIIET COOOM cMeCh POTAIMOHHBIX H30MEPOB B COOTHOMIEHHUH 1:3].

Cxema 74
F
‘Q g@ »6 N\)\ /\©/CI
O =i /
C|/\n/ cho3 . HATU DIEA \ \
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IMomyuenue 1-(2-((2-((3-xy10p-2-¢pTOpOEeH3MIT)aMrHO )-2-0kco3THI ) ((1 R,2R)-2-rnipoKCHIMKITOTIEHTHIT) -
aMUHO)-2-0kcoaTrn)- 1 H-unna3on-3-kapookcamuna (74b).

Cramuss  1:  momyuenme  N-(3-ximop-2-propbensmn)-2-(((1R,2R)-2-ruapoKCHIMKIONEHTHI)aMHHO )-
arieramua (74a).

Peaxmms 2-xnmop-N-(3-xnop-2-dpropdensun)aneramuna (35b) (350 mr, 1,48 mmoms) c¢ (1R, 2R)-2-
aMyuHOIHKIIoNIeHTaHooM (510 mr, 3,71 MMOJIB) IO METOIUKE, MPUBEIACHHON IS cTaauK 2 CXeMbI 35, mana mo-
cie oOpabOTKH PEaKIIMOHHON CMECH W OYMCTKHU KOJOHOYHOH (hdm-xpomarorpadueit [cummkarens (12 1), amro-
upys EtOAc/MeOH (9:1) B rekcame ot 0 mo 60%] N-(3-xmop-2-¢pTopbensmm)-2-(((1R,2R)-2-
THIIPOKCHUITMKIIONICHTIIT)aMuHO )arieraMuy (74a) (312 mr, 1,04 mmons, 70%) B BUae JKeIATOTO Macia;

MC (ES+): 301,3 (M+1); MC (ES-): 299,3 (M-1).

Cragus 2: MOJIy4eHUE 1-(2-((2-((3-x10p-2-hTOpOeH3mIT)amuHo)-2-0kcodTr ) ((1R,2R)-2-
THIPOKCHIMKIIONEHTHIT)aMHHO)-2-0KkcoaThi)- 1 H-unnaszon-3-kapbokcamuna (74b).

Peaxums N-(3-x10p-2-dropoensmn)-2-(((1R,2R)-2-ruapokcunukinoneHTin)aMuHo)aneramuna (74a) (135
mr, 0,55 mmons) ¢ 2-(3-kapbamonn-1H-unnaszon-1-un)ykcycroit kucnoroit (2e) (132 mr, 0,6 MMOIIB) IO METO-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBbl 2, Jaja mociie 00pab0oTKK peakINOHHON CMECH U OYUCTKU KOJIOHOY-
HOH Qum-xpomarorpadueii [cunukarens (12 ), amoupyst CMA80 B CHCI; ot 0 o 60%] 1-(2-((2-((3-xmop-2-
(hbropOEeH3MIT)aMHUHO)-2-0KCOITHII ) ((1R,2R)-2-THapOKCHIIUKIIOTICHTHII )aMHHO )-2-0Kc0aTHIT)- | H-uHmazon-3-
kapOoxcamuy (74b) (95 mr, 0,189 mmons, Bexon 34,5%) B Buzie 6€1I0T0 TBEPAOTO BELIECTBA;
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'H SIMP (300 MT'n, IMCO-dg) & 8,87 (1, J=5,8 T'x) u 8,47 (t, J=5,9 T'w) (21, 1H), 8,18 (x, J=8,1 ', 1H),
7,71 (m, J=6,5 'y, 1H), 7,58-7,00 (M, 7H), 5,69 u 5,43 (2¢c, 2H), 5,37 (1, J=4,7 I'm) u 4,76 (1, J=4,8 T'n) (2n, 1H),
4,52-3,71 (M, 6H), 2,03-1,37 (M, 6H);

F SIMP (282 MI', IMCO-dg) & -121,22, -121,68;

MC (ES+) 502,6 (M+1); 524,5 (M+Na); [Ha ocHoBanuu SIMP naHHOe coeqMHEHHE MPEICTaBISACT COOOM
CMEChH JIBYX POTAIIMOHHBIX H30MEPOB B COOTHOIICHNH 2:7].

Cxema 75
N N
HN,,
CI/\[O]/ ch;o3 HN HATU DIEA
35b 75a
HOm.
IMomyuenue 1-(2-((2-((3-xnop-2-propdbensmi)amMuno)-2-okcortuin)((1S,2S)-2-

THIPOKCHIMKIIONEHTHI)aMHHO)-2-0KkcoaThi)- 1 H-unnaszon-3-kapbokcamuna (75b).

Cranus 1: momydyenue N-(3-xmop-2-dropoensmn)-2-(((1S,2S)-2-ruapoKCHITMKIONICHTHII)aMHUHO )alleTaMHIa
(75a).

Peakums  2-xmop-N-(3-x10p-2-propoensmn)aneramuga  (35b) (350 wmr, 1,48 mmoms) ¢ (1S,25)-2-
aMyuHOIHKIIoNIeHTaHooM (510 mr, 3,71 MMOJIB) IO METOIMKE, MPUBEIACHHON IS cTaauK 2 cXeMbI 35, mana mo-
cie oOpabOTKH PEaKIIMOHHON CMECH W OYMCTKH KOJOHOYHOH (hidm-xpomarorpadueit [cummkarens (12 1), amo-
upys EtOAc/MeOH (9:1) B rekcame or 0 go 60%] N-(3-xmop-2-propbensmm)-2-(((1S,2S)-2-
THIPOKCUITMKIIOICHTIIT)aMuHO )arieTaMu (75a) (285 mr, 0,95 mmoib, 64%) B BUAE JKEATOTO Macia;

MC (ES+): 301,4 (M+1); MC (ES-): 299,4 (M-1).

Cramqus 2: TOJTy9ICHUE 1-(2-((2-((3-xm0p-2-hTopben3mn)amuHo)-2-0kco3Trn)((1S,2S)-2-
THIPOKCHIMKIIONEHTHIT)aMHHO)-2-0KkcoaThi)- 1 H-unnazon-3-kapbokcamuna (75b).

Peakmms  N-(3-xnop-2-dropoensmn)-2-(((1S,2S)-2-runpoxcuiukiionenrui)aMuto )aneramuaa (75a) (165
mr, 0,55 mmons) ¢ 2-(3-kapbamonin-1H-unnaszon-1-un)ykcycroit kucnoroit (2e¢) (132 mr, 0,6 MMOIIB) IO METO-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBbl 2, Jaja mociie 00pab0oTKM peakIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOH Qum-xpomarorpadueii [cunmkarens (12 ), amoupyst CMA80 B CHCI; ot 0 o 60%] 1-(2-((2-((3-xmnop-2-
(hropOEH3MIT)aMHUHO)-2-0OKCOITHIT) ((1S,2S)-2-ruaAp OKCHUITUKIIOTIEHTHIT)aMIHO ) -2-0Kc 03 THN ) - | H-mHnazo:mn-3-
kapOoxcamuz (75b) (185 mr, 0,369 MmMouts, BeIxox 67,2%) B Bue 6e0ro TBEpAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,88 (1, J=5,6 T'r) u 8,48 (t, J=5,7 T') (2¢, 1H), 8,18 (1, J=8,1 T'n, 1H),
7,78-7,63 (m, 1H), 7,57-6,99 (m, 7TH), 5,69 u 5,44 (2¢, 2H), 5,37 (n, J=4,6 I'n) u 4,76 (n, J=4,7 I'n) (2n, 1H),
4,51-3,72 (M, 6H), 2,03-1,45 (M, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,21, -121,67;

MC (ES+): 524,5 (M+Na); (ES-): 500,5 (M-1); [Ha ocHoBanuu SIMP manHOE COeIMHEHME MPEACTABISACT
c000if cMech IBYX POTAIMOHHBIX H30MEPOB B COOTHOIIIECHHUH 2:7].

Cxema 76
N N
c ( j
F. NH, N\V/u\
H N —N
C'/\ﬂ/ K,COs HATU, DIEA
5 HN

35b 76a

Monyuenne 1-(2-((2-((3-xm0p-2-hTOpOSH3UIT)aMUHO )-2-0KCOITHI ) (IIUKIOTEKCHI JAMHHO )-2-0KCOATHI)- 1 H-
uHa30I-3-kapookcamuna (76b).

Cranus 1: noxyaenue N-(3-xyop-2-pTopOen3mn)-2-(IuKIorekcruiIaMuHo )ateramusa (76a).

Peaxums 2-x10p-N-(3-xm0p-2-propbensmn)aneramuna (35b) (400 mr, 1,69 MMOIb) ¢ HUKIOTE€KCAHAMUHOM
(840 wmr, 8,87 MMOJIB) IO METOJMKE, MIPUBEICHHOW IS CTAAUU 2 CXEMBI 35, 1ana mocie 00pabOTKU PeaKIHMOH-
HOHM CMECH M OYMCTKH KOJOHOYHOH (udni-xpomarorpadueit [crmmkarens (12 ), amoupys EtOAc/MeOH (9:1) B
rekcane oT 0 1o 60%] N-(3-xmop-2-dhropoen3mn)-2-(ukiorekcuiaMuHo Jateramuy (76a) (331 wmr, 1,11 MMos,
65%) B BHZE KENTOTO MacCya;

MC (ES+): 299,4 (M+1); MC (ES-): 297,3 (M-1).

Cramus  2: mosyaenne 1-(2-((2-((3-xmop-2-hTopOeH3MIT )aMHHO )-2-0KCOITHI ) IUKIIOT €KCHIT ) aMHHO )-2 -
okcodtmn)- 1 H-uanazon-3-kapobokcamuna (76b).

Peaxmmst N-(3-x50p-2-propbensmn)-2-(muKiiorekcmiaMmuHo Janeramuaa (76a) (145 mr, 0,49 mmoins) ¢ 2-(3-
kapOamon-1 H-urnazon-1-mn)ykcycHout kucnoroit (2¢) (117 mr, 0,53 MMOIb) IO METOIUKE, TPUBEIACHHON IS
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cramuu 3 cxembl 2, Jana 1ocie oO0pabOTKM pEeakIMOHHOH CMECH W OYHUCTKM KOJIOHOYHOW  (hudI-
xpomarorpapueir [cunmkarens (12 1), smoupys CMA80 B CHCIl; or 0 mo 60%)] 1-(2-((2-((3-xm0p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKJIOTEKCHIT ) aMHHO )-2-0KcoaTIIN)- | H-uHmazon-3-kapobokcamuy (76b) (176
Mr, 0,352 MMoutb, BbIX0H 72,5%) B BHIie 6€TI0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 M, IMCO-dg) & 8,82 (1, J=5,7 T'r) u 8,33 (t, J=5,8 T') (21, 1H), 8,18 (1, J=8,1 ', 1H),
7,76-7,65 (M, 1H), 7,64-7,02 (m, 7TH), 5,60 u 5,47 (2¢, 2H), 4,46 (n, J=5,5 T'm) u 4,32 (m, J=5,7 I'm) (21, 2H),
4,24-3,70 (M, 3H), 1,90-0,93 (M, 10H);

PF SIMP (282 MI'i, IMCO-dg) & -121,11, -121,68;

MC (ES+): 500,5 (M+1); MC (ES-): 498,5 (M-1); [na ocHoBanuu SIMP nanHOe cCoeTMHEHHE MPEACTABIAET
c000if cMech IBYX POTAIMOHHBIX U30MEPOB B COOTHOIIEHUH 1:1].

Cxema 77
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IMomyuenue 1-(2-(Tper-6yTnn(2-((3-xmop -2—(1)T0p6eH3I/m)aMI/IHO)-2 -0KC03THn)aMI/IHO)—2-0KC03THH)— 1H-
uHaa30-3-kapookcamuna (77b).

Cranus 1: momydyenue 2-(Tpet-OyTramuHo)-N-(3-xmop-2-propoensmn)anetamuna (77a).

Peaxums 2-6pom-N-(3-x10p-2-dpropodensmn)aneramuaa (69b) (300 mr, 1,07 MMomb) ¢ 2-MeTHIIpONIaH-2-
amuaoM (0,2 M1, 1,93 MMOIB) IO METOTUKE, TIPUBEICHHOM JUI CTaIuU 2 cXeMbl 35, nana mociie o0paboTKu pe-
aKIMOHHOU cMecH 2-(TpeT-0yTrinamuHo)-N-(3-xmop-2-¢pTopbensmn)aneramun (77a) (226 mr, 0,83 Mmmois, 77%)
B BUJIC )KEITOTO Macia, KOTOPOE UCIIOIB30BAIA B TAKOM BHJIE€ 0€3 JOTIOTHUTEIEHON OUNCTKH;

'H SIMP (300 MI'u, IMCO-dg) & 8,38 (t, J=5,9 ', 1H), 7,51-7,43 (m, 1H), 7,30-7,23 (m, 1H), 7,22-7,15
(M, 1H), 4,36 (z, J=6,1 I'y, 2H), 3,09 (c, 2H), 2,28 (c, 1H), 1,00 (c, 9H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,72;

MC (ES+): 273,4 (M+1); MC (ES-): 271,3 (M-1).

Cramuss  2: momydenue  1-(2-(tper-OyTmin(2-((3-xmop-2-pTopOeH3m)aMIHO )-2-0KCOITHII)aMUHO )-2 -
okcodtmn)- 1 H-uanazon-3-kap6okcammuna (77b).

Peaxmust 2-(tpeT-OyTrmmamuHo)-N-(3-x710p-2-pTopoer3mn)aneramuna (77a) (210 mr, 0,77 mmois) ¢ 2-(3-
kap6amomi-1H-unnazon-1-nm)ykcycHoit kucioroit (2e) (203 mr, 0,92 MMOJIB) 110 METOJMKE, TPUBEACHHON IS
cramun 3 cxeMmbl 2, Jana 1ocie o0pabOTKHM pEeakIMOHHOH CMECH W OYHCTKM KOJIOHOYHOW  (hrdIi-
xpomarorpadueii [cunukarens (12 1), samoupys MeOH B8 CHCI; ot 0 mo 50%] 1-(2-(tpet-0yTum(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KkcoaTvi)- 1 H-nrnazon-3-kapbokcamun (77b) (37 mr, 0,078 mmouns,
BbIxoJ 10%) B BUIe 0€JI0T0 TBEPAOTO BEIICCTBA;

'H aMP (300 MI'u, AMCO-dg) 6 8,81 (1, J=5,7 ', 1H, obmenuBaromuiics ¢ D,0), 8,18 (ar, J=8,3, 1,0
I'u, 1H), 7,76 (c, 1H, odomenuBaromutiics ¢ D,0), 7,60-7,48 (M, 2H), 7,47-7,33 (m, 3H), 7,31-7,16 (M, 2H),

5,39 (c, 2H), 4,47 (n, J=5,5 T'u, 2H), 4,25 (c, 2H), 1,29 (c, 9H);

PF SIMP (282 MTI't, IMCO-dg) & -121,23;

MC (ES+): 474,5 (M+1), 496,4 (M+Na); MC (ES-): 508,6 (M+Cl).

Cxema 78
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[Monyuenne 1-(2-(mukmonpornwi(2-okco-2-((6-BUHUIIHPUINH-2-HJT)aMHHO )3 THIT ) aMIHO )-2-0KCc0odTHIT)- 1 H-
nHAa301-3-kapobokcamua (78a).

K nmerazupoBanHomy pactBopy 1-(2-((2-((6-OpoMmupuarH-2-1I1)aMHHO )-2-0KCOITHII )(IIHKJIOTIPOITHI ) -
aMuHO)-2-0kc03Thn)- 1 H-uanazon-3-kap6okcamuna (170 mr, 0,36 MMoib) B Auokcane (5 mur) mpuOaBWIA BHU-
audropbopar kamus (97 mr, 0,72 mmons), TeTpakuctpudeHmihochuanamaamii (0) (42 mr, 0,036 MMoIb),
Jiera3upoBaHHBINA pacTBOp KapOonata kanmus (100 mr, 0,72 mmons) B Bone (0,5 mur). Peaknmonnyto cmech rnepe-
MemmBanyu B atmocepe aprona B Teuenue 16 4, moracumu Bomoi (30 mi) u EtOAc (40 mu). Oprannveckue
CJIOW OTIEIHMIIN ¥ BOAHBIN cioif skctparuposamu EtOAc (20 mur). Opranndeckue cjaou cCMellany, IPOMBUIH Ha-
CBIIICHHBIM BOJIHBIM PAaCTBOPOM XJIOpHJA HATPHs, CYIIMIH, (QHIBTPOBAIN U KOHLIEHTPUPOBAIN B Bakyyme. Oc-
TaTOK OYMIIAIHM C MTOMOIIBIO (HIIAII-KOJIOHOYHOH Xpomarorpadun [cummkarens (12 r), amoupyst EtOAc-MeOH
(9:1) B rekcane or 0 mo 100%] c mnomyuenueMm 1-(2-(muxmonpornui(2-okco-2-((6-BUHIIMHPHIMH-2-
WIT)aMHHO )3THJT)aMHHO)-2-0kc03Tii)- | H-nanasomn-3-kapbokcamuna (78a) (80 mr, 0,191 mmomns, Beixon 53%) B
BUzIe OETIOT0 TBEPAOTO BEIIECTBA C METAITMYECKIM OTTEHKOM;
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"H SIMP (300 MI'w, IMCO-dg) & 10,57 (c, 1H), 8,17 (n, J=8,1 T'u, 1H), 7,91 (1, J=8,2 I'y, 1H), 7,81-7,70
(v, 2H), 7,67 (1, J=8,5 Ty, 1H), 7,50-7,33 (v, 2H), 7,31-7,13 (m, 2H), 6,72 (nz, J=17.4, 10,8 T, 1H), 6,19 (x,
J=17,5, 1,8 T, 1H), 5,70 (c, 2H), 5,46 (a1, J=10,7, 1,7 T, 1H), 4,21 (c, 2H), 3,20-3,05 (v, 1H), 1,10-0,84 (u,
4H);

MC (ES+): 419,5 (M+1); (ES-) 453,4,5 (M+Cl).

Cxema 79
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[Monyuenne 1-(2-(umknonponui(2-((6-3THINMUPUANH-2-HIT)aMUHO )-2-0KCOITHII)aMHHO)-2-0Kco3THII )- 1 H-
UHIa30J1-3-KapOokcamua (79a)

PactBop 1-(2-(mrxnornporu(2-0kco-2-((6-BUHIIIITAPH IHH-2 -1 ) aMHHO ) 3THI ) AMHUHO )-2-0KCcodTHI )- | H-
nHAa3o0i-3-kapbokcamuga (78a) (35 mr, 0,084 mmonb) B EtOAc (5 mn), comepxkamuii PAOH, (12 mr, 0,084
MMOJIb) THIPHUPOBAIH TTPH aTMOCHEPHOM JaBIIECHUU B TeueHue 16 4. PeakninoHHyI0 cMech OT(QIIBTPOBAIH Yepe3
CIIO¥ memnmTa I yAAJCHUs KaTaln3aTopa i GriIbTpaT KOHIEHTPUPOBATH B BakyyMe. OcTaTOK OUHIIamy (IidI-
xpomarorpadueit [cmmmkarens (4 1), smoupys CMA80 B CHCIl; or 0 mo 40%)] c momyuenmem 1-(2-
(TIMKITOTIPOTTHIT (2-((6->THIMIUPUIUH-2-WIT)aMHHO )-2-OKCOITHIT)aMUHO )-2-0KcodTHN )- | H-mHamazomn-3-
kapOokcamuna (79a) (18 mr, 0,043 Mmmoib, BEIxo 51%) B BUie 0€10T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 10,53 (c, 1H), 8,17 (z, J=8,1, 1,0 I'n;, 1H), 7,83 (x, J=8,5 'y, 1H), 7,76
(c, 1H), 7,72-7,62 (m, 2H), 7,48-7,35 (m, 2H), 7,30-7,20 (m, 1H), 6,96 (1, J=7,5 T'u, 1H), 5,70 (¢, 2H), 4,19 (c,
2H), 3,17-3,05 (M, 1H), 2,65 (x, J=7,6 I'u, 2H), 1,19 (1, J=7,6 'y, 3H), 1,07-0,87 (M, 4H);

MC (ES+): 421,5 (M+1); (ES-): 419,5 (M-1).

Cxema 80
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[Tonyuenne 1-(2-((2—((3-xnop-2—(1)T0p6eH3Hn)aMHHo)-2—0Kc03mn)(2,2-L[HMeTI/muHKnonponHH)aMI/IHo)-2-
okcoatmn)- 1 H-uanazon-3-kap6okcamuna (80b).

Cramus 1: moyaenne N-(3-xmop-2-hTopoersmn)-2-((2,2-TuMe THITUKIIOIPOITHI ) aMIHO )arietamua (80a).

Peakmmst  2-6poM-N-(3-xmop-2-dropoensmn)aneramuaa  (69b) (300 wmr, 1,07 wmmonb) ¢ 2,2-
JTUMETHIIIHKIIOTporianaMiHOM (182 mr, 2,14 MMOJIB) TIO METOIMKE, TIPUBEACHHOM IS CTAUK 2 CXEeMBI 35, nana
nocie 00paboTKH peaKIOHHON cMecH N-(3-xnop-2-propdbenzmn)-2-((2,2-
JUMETHIIIIHKIONpont)amMuHo Jarieramun (80a) (305 mr, 1,07 mmonb, 100%) B BHIE KENTOro Macia, KOTOPOE
UCIIOJIb30BAJIH B TAKOM BHUJIC 0€3 JOMOTHUTEITEHOW OUUCTKH;

MC (ES+): 285,4 (M+1); MC (ES-): 283,3 (M-1).

Cragus 2: MOJIy4eHUE 1-(2-((2-((3-x510p-2-hTOPOEH3MIT)aMHIHO )-2-0KCOATHI ) (2,2-
JIUMETHITIAKIIOMPOTIFI )aMUHO )-2-0Kc0o3Ti )- | H-nnnazon-3-kapbokcamumaa (80b).

Peaxmmst N-(3-xmop-2-pTopoensmn)-2-((2,2-quMeTrIuKIonponmi )amuno )aeramua (80a) (305 mr, 1,07
MMoJIb) ¢ 2-(3-kapbamowi-1H-unna3on-1-nn)ykcycHoi kuciotoi (2¢) (282 wmr, 1,29 MMoIb) M0 METOIUKE,
MIPUBEJICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKkIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomartorpadueit [cuimukarens (24 1), smoupys MeOH B CHCIl; ot 0 mo 50%] 1-(2-((2-((3-xmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOITHI )(2,2 - TMME TUIITUKIIOTIPOITNI ) AMHUHO )-2-0KcodTHN ) - | H-nmrnazo:mn-3-
kapOokcamuy (80b) (68 mr, 0,14 MmMonb, Bexoq 1%) B Bue 0€I0T0 TBEpAOTO BeliecTBa B (opMe CMECH IBYX
POTAIMOHHBIX H30MEPOB;

'H SIMP (300 MI't, IMCO-dg) (cMech IBYX pOTALHOHHBIX H30MepoB) & 8,83 (J=5,7 ') u 8,50 (J=5,8 I'ny
(2r, 1H), 8,22-8,16 (m, 1H), 7,73 u 7,70 (2¢c, 1H), 7,58-7,36 (M, 4H), 7,32-7,19 (m, 2H), 7,11 (tn, J=7,8, 1,0 I'm,
1H), 5,74-5,25 (M, 2H), 4,37-4,30 (m, 2H), 4,17-3,81 (M, 2H), 2,96 (mn, J=8,0, 4,5 T'u, 1H), 1,28 n 0,96 (2c, 3H),
1,18 m 0,91 (2¢, 3H), 0,87-0,74 (M, 2H);

F SIMP (282 MI', IMCO-dg) & -121,23, -121,56;

MC (ES+): 486,5 (M+1), 508,5 (M+Na); MC (ES-): 484,5 (M-1), 520,5 (M+Cl).
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[Honyuenue 1-(2-((2-((3-x510p-2-hTOpOEH3MIT)aMHIHO ) -2-0KCOITHII ) (TeTparuapodh ypaH-3 -mir)aMIHO )-2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (81b).

Cranus 1: nomyaenue N-(3-xnop-2-¢pTopoensmn)-2-((terparuapodypan-3-mn)amuHo)aneramuna (81a).

Peaxmms 2-xmop-N-(3-xm0p-2-dTopoensmn)aneramuna (35b) (300 mr, 1,27 MMoib) ¢ TeTparuapodypaH-3-
amuHOM (332 Mr, 3,81 MMOIIB) 1O METOIUKE, MPUBEACHHOMN A CTamuu 2 cXeMbl 35, mana mocie oOpaboTku
PEaKIMOHHOH CMECH W OYHCTKH KOJIOHOYHOW (Qummi-xpomartorpadueit [cumukarens (12 1), amoupys
EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%)] N-(3-xmop-2-¢pTopbensmn)-2-((Terparunpodypas-3-
nim)amuHo )arietamuz (81a) (152 mr, 0,53 Mmois, Bexon 42%) B Buie OSCIIBETHOTO MacIa;

'H SIMP (300 MI'u, IMCO-dg) & 'H SIMP (300 MI', IMCO-dg) & 8,37 (1, J=6, 0 T, 1H, o6meHuBaro-
mmutics ¢ D,0), 7,48 (1o, J=7,8, 1,8 ', 1H), 7,33-7,24 (m, 1H), 7,24-7,12 (M, 1H), 4,36 (z, J=6,0 I'y, 2H), 3,83-
3,55 (M, 3H), 3,46-3,36 (M, 1H), 3,30-3,18 (M, 1H), 3,14 (c, 2H), 2,35 (¢, 1H, oomenuBarommutiics ¢ D,0), 1,95-
1,80 (m, 1H), 1,72-1,55 (m, 1H);

MC (ES+), 287,3 (M+1); (ES-): 285,3 (M-1).

Cramuss  2: mnomyuenme  1-(2-((2-((3-xmop-2-¢propOeH3nIT)aMHHO)-2-0KCOITHI ) (TeTparuapodypan-3-
WJT)aMHHO)-2-0Kc03TH)- | H-unnaszon-3-kapbokcamuna (81b).

Peaxmms N-(3-xmop-2-¢propbensnin)-2-((rerparunpodypan-3-mi)amuno)aneramuaa (81a) (110 mr, 0,38
MMOJIb) ¢ 2-(3-kapOamoni-1H-urnazomn-1-un)ykcycHoi kuciaoroi (2¢) (93 mr, 0,42 MMOJIB) 10 METOAMKE, TIPH-
BEJICHHOW ISl CTaIiU 3 CXEMBI 2, Jaya mociae 00paboTKH pEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpomarorpadueit [cumukarens (12 1), smompys CMA80 B CHCI; or 0 mo 60%] 1-(2-((2-((3-xmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOATHI )(TeTparuaApodypaH-3-miI)aMruHO)-2-0kco3Trn)- | H-nHna3on-3-kapOokcamu
(81b) (136 wmr, 0,28 MMoub, BEIX0A 73%) B BHE OEIOTO TBEPOTO BEIIECTBA;

'H AMP (300 MI'ty, IMCO-dy) & 8,89 (1, J=5,6 I'np) u 8,49 (, J=5,8 I'n) (21, 1H), 8,25-8,09 (M, 1H), 7,70
(c, 1H), 7,61-7,00 (M, 7H), 5,75-5,56 (M) u 5,40 (c) (2H), 4,95-4,71 (m, 1H), 4,47 (n, J=5,6 T'm) u 4,31 (&, J=5,5
I'n) (21, 2H), 4,25 (c) u 4,03-3,73 (m) (4H), 3,63-3,48 (m, 2H), 2,17-1,62 (M, 2H);

PF SIMP (282 MI', IMCO-dg) & -121,27, -121,73; MC (ES+) 488,5 (M+1); 510,5 (M+Na); MC (ES-),
486,5 (M-1); [Ha ocnoBanuu SIMP nanHOE coeMHEHNE TPEICTABIIET COO0M cMeCh IBYX pPOTallMOHHBIX H30Me-
poB B cooTHOmIeHuN 1:1].

Cxema 82
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[Tonyuenne 3-((2-((2-((3-x710p-2-PTOPOEH3MIT)aMUHO )-2-0KCOITHI ) (M30TIPOITHIT ) aMUHO ) -2 -
0Kco3THI)((peHnIT)aMrHO )ITporianamMua (82e).

Cranus 1: momydenue TpeT-0yTmi-2-((2-manodtu)(¢peHmnn)aMuHo JareraTa (82b).

Peaxums 3-(penunamuHo)nponanaurpuna (82a) (1,0 r, 6,84 Mmoib) ¢ Tper-0yTHiI-2-6pomaneratom (1,11
M, 7,52 MModb), ucnionb3ys ruapun (0,274 r, 6,84 MMoIb) B KauecTBE OCHOBaHUS MO0 METOJUKE, IPUBEACHHON
Uit cTamuu 1 cxembl 57, nama mocie oO0paOOTKH PEaKIMOHHOW CMECH M OYUCTKH KOJIOHOYHOM (mami-
xpomarorpadueit [cmmmkarens (40 1), smompys EtOAc B rekcane ot 0 mo 50%] Tper-Oytmn-2-((2-
a"od T (et )amuHo )anerat (82b) (148 mr, 0,57 MMois, BeIxoa 8%) B BUIe OSCIIBETHOTO Macia;

'H SIMP (300 MI', IMCO-dg) & 7,24-7,11 (m, 2H), 6,76-6,51 (M, 3H), 4,09 (c, 2H), 3,70 (1, J=6,9 T,
2H), 2,74 (1, J=6,8 'y, 2H), 1,39 (c, 9H); MC (ES+): 283,5 (M+Na).

Cramus 2: noyaenne 2-((2-uaHodTin)((eHT)aMUHO ) YKCYCHON KUCITOTHI (82¢).

Peaxmmst Tpet-0yTni-2-((2-nmanostvin )(hennn)amMmuno)amerata (82b) (141 mr, 0,542 mmonp) ¢ TOK (0,42
MJ1, 5,42 MMOJIB) TI0 METOIUKE, TIPUBEIEHHON TSI CTAIUH 2 CXeMBI 2, maa mociie 00paboTKH peaKIMOHHOW cMe-

-95 -



039719

cu 2-((2-umanodTHi)((PeHNIT)aMUHO )YKCYCHYIO KHCIIOTY (82¢), KOTOPYIO MCIOJIB30Bali B TAKOM BHJE Ha Clle-
QyIOIIe! CTauu;

MC (ES+): 205,3 (M+1); MC (ES-): 203,3 (M-1).

Cramqus 3: TTOJTy9ICHUE N-(2-((3-xmop-2-hTopOeH31IT)aMHUHO )-2-0KCOITHI )-2-((2-
maHod T )((enmn)amuHo )-N-m3onponmianetamuaa (82d).

Peaxmmst 2-((2-mmanoatun)(hennn)aMuHo ) ykcycHoi kucioTsl (82¢) (110 mr, 0,544 mmons) ¢ N-(3-xmop-2-
(dhropbensnn)-2-(nzonponmwiaMuHo )aneramuaoM (35b) (141 mr, 0,54 MMOB) MO METOAMKE, TPUBEICHHON IS
ctaquu 3 cxembl 2, mana mocie oOpaboTku peaknnoHHOW cMmecu N-(2-((3-xi10p-2-GpTOopOeH3MIT)aMUHO)-2-
OKCOATHN)-2-((2-nmanodTw ) (heHmn )aMuHo )-N-u3onponunaneramMua (82d), KOTOPBIH HCIOTB30BAU B TaKOM
Buze Ha ciexytomeit craqun; MC (ES-): 443,5 (M-1).

Cramus  4: mnonyuenne  3-((2-((2-((3-xyop-2-pTOpOEH3NIT)aMIUHO )-2-0KCOITHII ) (M30IPOITHIT ) aAMHHO))-2 -
0KcO3THI)((heHnIT)aMuHO )TporianamMua (82e).

Peaxmus N-(2-((3-x1m0p-2-pTOpOEeH3MI1)aMUHO)-2 -0KCOITHI)-2-((2-1tmanos T ) (peHmIT ) aMUuHO ) -N-
n3onpommwianeramuaa (82d) (242 mr, 0,54 mmons) B 3taHone (5 mi), ucnonssys Boga. NH,OH (2,12 mn, 54,4
mMmoutb) U H,O, (BomH. 35%, 0,95 Mn, 10,88 MMoIb) 10 MeTOAMKE, MPUBSACHHON Ha cxeMe 65, mana mocie oopa-
0OTKM pEeaKIIMOHHOW CMECH W OYMCTKH KOJOHOYHOH (hidm-xpomarorpaduelt [nepBas KOJOHKA: CHIHKareib (24
r), amoupys MeOH B CHCIl; 0-30%; BTOpas xomonka: cuimkarens (12 1), amoupys MeOH B CHCI; 0-10%] 3-
((2-((2-((3-xmmop-2-pTopOeH3MIT ) aMHIHO )-2-0KCOITHII ) (M3OTIP OTIFI ) aMHHO )-2 -
okcoaT)(¢ermn)amuHo Jupornanamun (82e) (53 mr, 0,11 Mmmons, Bexon 21%) B Buae 6emoro TBEpAOTO Belle-
CTBa C METAJUTMYECKUM OTTEHKOM B (pOpME CMECH JABYX POTALIMOHHBIX H30MEPOB;

'H SIMP (300 MI'i, IMCO-de) & 8,70 (1, J=5,8 I't) u 8,28 (1, J=6,0 I'n)) (21, 1H), 7,56-7,31 (™, 3H), 7,30-
7,15 (m, 1H), 7,15-7,03 (m, 2H), 6,82 (ym. c., 1H), 6,70-6,49 (m, 3H), 4,67-4,52 n 4,19-4,05 (m, 1H), 4,46-4,30
(M, 2H), 4,30 u 4,14 (2¢, 2H), 4,01 u 3,79 (2¢, 2H), 3,57-3,44 (M, 2H), 2,41-2,31 (M, 2H), 1,18 (1, J=6,4 ') u
0,97 (1, 1=6,8 T'wy) (21, 6H);

PF SMP (282 MI'n, JIMCO-dg) & -121,30, -121,90; MC (ES+): 463,5 (M+]), 485.5 (M+Na); MC (ES-):
461,5 (M-1), 497,5 (M+Cl).

Cxema 83
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[Tonyuenne 7-(2-((2-((6-OpoMIHpUAMH-2-HJT ) aMHHO )-2-0KCOITHII ) (LIUKJIOTIPOTITHIT )aMHUHO )-2-0OKCOITHI ) -
7H-tmppomno|2,3-dmupumunun-4-kapookcamuna (83d).

Cranus 1: noxyuenue tper-0yTmi-2-(4-mmmano-7H-nmuppono[2,3-dmupumuann-7-nn)anerara (83a).

K nmerazupoBanHOMy pactBopy Tper-OyTHi-2-(4-xmnop-7H-nuppono[2,3-d]nupumuann-7-mn)anerara (56b)
(0,54 1, 2,02 mmons) B DMA (10 mi1) npubaBmim gunpianotmek (237 mr, 2,02 mmods), 1,1'-0uradyTin-2-mimm-
tper-OyTradocdun (80 mr, 0,20 mmons), TpudTopanerar namanus (II) (34 mr, 0,10 mmons), Zn (66 mr, 1,01
MMOJb) W HarpeBasnu npu 95°C B Teuenue 16 4. CMech OXJIaAMiIM 10 KOMHATHOM TeMIlEpaTyphl, pa30aBHIIH
EtOAc (20 M), ordunsTpoBany yepe3 cioil nenura u npoMbn EtOAc (2x15 mi). OObequHEHHBIE TOPIUT
¢unbTpaTa npoMbIBaIN BOAOH (2x40 MII), HACBIIIIEHHBIM BOJHBIM PacTBOPOM XJIOPHIA HATPHS, CYIIWIH, QUIbT-
pOBaIM ¥ KOHIIEHTPHPOBAIN B BakyyMe. [1oydeHHBIH OCTATOK OYHMIIAIN KOJOHOYHOH (udnI-xpomarorpadpuen
[cmnukarens (24 1), amoupys EtOAc B cmecu rekcanoB oT 0 go 100%] ¢ moryuenneM tpet-0yTmi-2-(4-uuaHo-
7H-tmmppomno[2,3-d]mupumunms-7-um)anerata (83a) (80 mr, 0,31 mmomns, Berxox 15%) B Buage 6emoro TBEpAOro
BEILIECTBA;

'H IMP (300 MI'u, IMCO-dg) 8 9,00 (c, 1H), 8,01 (1, J=3,7 ['n;, 1H), 6,90 (1, J=3,7 ', 1H), 5,14 (c, 2H),
1,41 (c, 9H);

MC (ES-): 257,3 (M-1).

Cramus 2: mosrydeHue Tper-0yTui-2-(4-kapoamow-7H-muppoio[2,3-dmupumunna-7-mm)anerata (83b).

Peakums  Tper-OyTmin-2-(4-umano-7H-mmppoino[2,3-dlmupumunun-7-un)anerara  (83a) (350 wmr, 1,36
MMoJib) B 3Tanone (10 M), ucrons3yst Bogn. NH,OH (1,06 mu, 27,1 mmons) u HO, (BomH. 35%, 0,42 M, 13,55
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MMOJIB) 110 METOJIMKE, IIPUBEACHHOI Ha cxeMe 65, nana rnocie o0paboTKH peakHOHHON CMecH TpeT-0yTHiI-2-(4-
kap6amomit-7H-mmpposno[2,3-dmupumunus-7-un)anerat (83b) (360 mr, 1,30 mmous, Bexoq 96%) B Buze 6ero-
TO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,87 (c, 1H), 8,33 (c, 1H), 7,88 (c, 1H), 7,76 (n, J=3,6 'y, 1H), 7,07 (x,
J=3,5Tmu, 1H), 5,09 (c, 2H), 1,41 (c, 9H);

MC (ES+): 277,4 M+1): MC (ES-): 275,3 (M-1).

Cramus 3: nonyuenue 2-(4-kapo6amownn-7H-mmupporno|[2,3-d|mupuMuarH-7-1mn) yKCyCcHOR KACTOTHI (83¢).

Peakmmst Tpet-OyTHi-2-(4-kapoamoni-7H-mmppono[2,3-d|nupumuaun-7-mn)anetara (83b) (340 mr, 1,23
MMoutb) ¢ TOK (0,95 M, 12,31 MMOJIB) IO METOAMKE, IPUBEACHHON I CTalUK 2 CXEMBI 2, Jajia mociie oopa-
0OTKHM peakmMOHHOW cMmecH 2-(4-xapbamorn-7H-muppoio[2,3-d]mupuMunns-7-ui)yKeycHyto Kucioty (83c),
KOTOPYIO MCIIOJIb30BaIM B TAKOM BUJIE Ha CIIEIYIOIIEH CTauH;

MC (ES+): 221,3

(M+1); MC (ES-): 219,2 (M-1).

Cramust 4: mnomyuenue 7-(2-((2-((6-OpoMnmpuanH-2-1I1)aMHAHO )-2-0KCOITHI ) (LIMKIOTPOIIIII)aMHHO ) -2 -
okcoaTi)-7H-mpposo|2,3-dJmupumuaun-4-kapookcamuna (83d).

Peaxmust N-(6-6poMnupunaua-2-ni)-2-(rukionpornuiaamuHo )anetamuaa (7¢) (70 mr, 0,26 mmons) ¢ 2-(4-
kapOamonin-7H-tuppono[2,3-d|mupumMuauH-7-mn)ykcycHo#t kucnotoi (83¢) (57 mr, 0,26 MMOJIB) TT0O METOTUKE,
MIPUBEJICHHON IS cTaguu 3 cXeMmbl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomartorpadueit [cunukarens (12 1), amoupys CMA80 B CHCI; or 0 mo 40%] 7-(2-((2-((6-
OpOMIIUPHUINH-2 -MIT)aMUHO )-2-0KCOITHI ) (IIUKIIOTIPOIIHI ) aMHHO )-2-0KCOdTHI)-7H-mtuppoio[ 2,3-d jmupumuauH-
4-xap6okcamun (83d) (60 mr, 0,13 Mmmodb, BeIxon 49%) B Bue 0€II0TO TBEPAOTO BEIIECTBA,;

'H SIMP (300 MT';, IMCO-de) & 10,94 (c, 1H), 8,86 (c, 1H), 8,31 (c, 1H), 8,01 (1, J=8,1 ', 1H), 7,86 (c,
1H), 7,77-7,65 (m, 2H), 7,32 (mn, J=7,7, 0,7 I'n, 1H), 7,05 (z, J=3,5 'y, 1H), 5,50 (¢, 2H), 4,17 (c, 2H), 3,14-3,02
(M, 1H), 1,04-0,89 (M, 4H);

MC (ES+): 472,5, 474,5 (M+1); MC (ES-); 470,4, 472,4 (M-1).

Cxema 84
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[oxyuaenne 7-(2-((2-((6-6pomnupaszuH-2-¥iT)aMHHO )-2-0KCOITHII)( IUKJIOTIPOIIHI )aMHHO)-2-0Kc0o3THI )-7H-
nuppoiio[2,3-dmupumunna-4-kapobokcamua (84a).

Peaxmust N-(6-6pommnupaszun-2-wmi)-2-(MuKIonponmiaMuHo )aeramuaa (49¢) (70 mr, 0,26 mmons) ¢ 2-(4-
kap6amonit-7H-muppono[2,3-d|mupumuauH-7-mn)ykcycHo#t kucnotoi (83¢) (57 mr, 0,26 MMOJIB) TTO METOTUKE,
MIPUBEJICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomartorpadueit [cunukarens (12 1), amoupys CMA80 B CHCI; ot 0 mo 40%] 7-(2-((2-((6-
OpoMIMpa3uH-2-NIT)aMUHO )-2-0KCOITHI ) (LIMKIIOIPOITHIT )aMHHO ) -2 -0Kco3TIIT)-7H-ntuppono[2,3-d Jnupumuann-4-
kapOokcamuy (84a) (55 mr, 0,12 MMoIb, BEIX01 45%) B BHIE OSIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI'n, JIMCO-dg) & 11,28 (¢, 1H), 9,24 (c, 1H), 8,86 (c, 1H), 8,54 (c, 1H), 8,31 (c, 1H), 7,85
(c, 1H), 7,72 (m, J=3,5 I'u, 1H), 7,05 (1, J=3,5 I'n, 1H), 5,51 (c, 2H), 4,22 (c, 2H), 3,15-3,05 (m, 1H), 1,06-0,92

(m, 4H);
MC (ES+): 473,4 u 475,4 (M+1); MC (ES-): 471,3 1 4733 (M-1).
Cxema 85
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Iomyuenne 1 -(2—((2-((3—xnop—Z-(prOp6eH3I/m)aMI/IHO)—2-0KcoaTnn)(uHKnorenTHn)aMHHO)-2-0K003TI/1J1)- 1H-
nHAa301-3-kapbokcamuna (85b).

Cramus 1: momyaenne N-(3-xmop-2-hTopOoeH3mn)-2-(IUKIoOrenTHiIaMruHO )arieTamuaa (85a).

Peaxmust 2-6pomM-N-(3-xmop-2-dpropoensmn)aneramuaa (69b) (313 mr, 1,12 MMOIb) ¢ UKIOTENTAHAMH-
HoMm (0,17 mu1, 1,34 MMOJIB) IO METOAWKE, TIPUBEICHHON IS CTaAWK 2 CXeMbI 35, nama mocie oOpaboTKH peak-
mmoHHON cMecH N-(3-x10p-2-PTOpOeH3m)-2-(MUKIOTeNITHIIAMIHO )arieTaMu/] (85a) B BHJE JKEITOTO Macia, KO-
TOPOE HCIIOJIB30BAIM B TAKOM BHJIE O€3 JOIOIHUTENEHON OUNCTKH;

MC (ES+): 313,4 (M+1); MC (ES-): 311,4 (M-1), 347,4 (M+Cl).

Cramust  2: mnomydenune 1-(2-((2-((3-x10p-2-pTOpOEH3HIT)aMHHO)-2-0KCOITII)( IUKIIOTEIITHIT ) AMHHO ) -2 -
okcoaTin)- 1 H-unna3on-3-kapookcamuna (85b).
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Peaxums N-(3-xsop-2-¢propoensmn)-2-(uukiaorenTuinamMmuHo )aneramuaa (85a) (347 mr, 1,12 mmois) ¢ 2-(3-
kapOamomi-1H-unnazon-1-nm)ykcycHoit kucioroit (2e) (365 mr, 1,66 MMOJIB) 110 METOJMKE, TPUBEACHHON /IS
cTaiuu 3 CXeMbl 2, Jaia T1ocie oO0pa0OTKM pPEaKIMOHHOW CMEeCHM M OYWUCTKHA KOJOHOYHOH (hidim-
xpomarorpadueit [cwmukarens (40 1), smoupys MeOH B CHCl; or 0 mo 10%] 1-(2-((2-((3-xm0p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKJIOT I THIT )aMUHO )-2-0kcod3ThN )- | H-uanazon-3-kapookcamun  (85b) (136
Mr, 0,27 MMoITb, BBIXOJ 24%) B BHIEe OEIIOTO TBEPIOTO BEIIESCTBA ¢ METALIHICCKIM OTTEHKOM KakK CMECH JBYX
POTAIMOHHBIX H30MEPOB;

'H SIMP (300 MI'u, IMCO-de) & 8,85 (t, J=5,8 T'm) u 8,37 (1, J=5,9 I'n) (21,1H), 8,23-8,13 (m, 1H), 7,70
(c, 1H), 7,65-7,35 (m, SH), 7,32-6,96 (M, 2H), 5,59 u 5,46 (c, 2H), 4,46 (n, J=5,6 T) u 4,31 (1, J=5,7 I'n) (2x,
2H), 4,27-4,21 n 3,98-3,87 (M, 1H), 4,19 u 3,82 (2¢, 2H), 1,69-1,40 (m, 11H), 1,36-1,23 (M, 1H);

PF SIMP (282 MI'y, IMCO-de) & -121,10, -121,72;

MC (ES+): 514,8 u 516,7 (M+1), 536,7 u 538,6 (M+Na); MC (ES-): 512,3, 514,6 (M-1), 548,5 (M+Cl).

Cxema 86
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[Tonyuenne 2-(4-x10p-1H-ttuppomno[2,3-b]mupuaun- 1 -mr)-N-(2-((3-xmop-2-pTopOeH3nI )aMHHO )-2-
okcodTI)-N-TIKIonponmianeramMuaa (86d).

Cramus 1: momydenue Tpet-0yTui-2-(4-xmop-1H-muppono[2,3-b]mupunun-1-m)anerara (86b).

Peaxmmst 4-x70p-1H-tmuppono[2,3-b]mupununa (86a) (2,0 T, 13,11 MMoib) ¢ TpeT-OyTHII-2-0poMarieTaToMm
(2,32 ma, 15,73 MMOIB) IO METOAMKE, IPUBENCHHON [Tl cTaauu 1 cxembl 56, maja mocie oOpaboTKH peaKiin-
OHHOW CMECH W OYHCTKH KOJIOHOYHOU ¢uami-xpoMarorpadueii [cummkarens (40 1), amoupys EtOAc B rekcane
ot 0 mo 50%] Tpet-OyTIn-2-(4-xmop-1H-mupporno[2,3-b]mupuaun- 1 -un)anerar (86b) (3 r, 11,25 MMob, BEIXOX
86%) B Buie OECIBETHOTO MacIa;

'H SIMP (300 MI't, IMCO-dg) & 8,21 (m, J=5,2 T, 1H), 7,66 (1, J=3,6 T, 1H), 7,26 (1, =52 I'n, 1H),
6,56 (1, J=3,6 I'n, 1H), 5,05 (c, 2H), 1,40 (c, 9H).

Craaus 2: momydenue 2-(4-xnop-1H-muppoio[2,3-b Jnupunus-1-min)ykcycHOM KUCTOTHI (86¢).

Peakums Tper-O0yTnin-2-(4-xmop-1H-imppono[2,3-b|nupuaun-1-nin)anerara (86b) (1,5 r, 5,62 MMoib) c
TOK (4,33 i, 56,2 MMOJIB) IO METOAMKE, IPUBEICHHOM IS CTaIuU 2 CXEMBI 2, Jajia ocie 00paboTKH peak-
MOoHHON cMecu 2-(4-xiop-1H-mmuppoio[2,3-b]mupuans-1-mn)ykecycHyto kuciory (86¢) (940 mr, 4,46 MMOIb,
BBIX0J 79%) B BHIE CBETIO-OPAHKEBOTO TBEPIOTO BEUICCTBA;

'H SIMP (300 MI'u, IMCO-d) & 13,08 (c, 1H), 8,20 (1, J=5,2 Tu, 1H), 7,67 (u, J=3,6 ', 1H), 7,26 (x,
J=5,2Tu, 1H), 6,56 (n, J=3,6 I'u, 1H), 5,06 (c, 2H);

MC (ES+): 211,2 (M+1); (ES-) 209,1 (M-1).

Cramqus 3: MOJTyICHUE 2-(4-x10p-1H-tmuppono[2,3-b]mupuaun- 1 -mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHHO )-2-0KCcOAITHI )-N-TITHKIToponianeTamuaa (86d).

Peaxums 2-(4-xsop-1H-nmppono[2,3-b]mupuaus-1-un)ykeycnoi kucnotsl (86¢) (330 mr, 1,57 mmouns) ¢
N-(3-x110p-2-¢hTopOen3mn)-2-(uukiaonponmiamuao )areramugoM (10b) (402 mr, 1,57 mMMoib) 1O METOJIUKE,
NPUBEJICHHON JUIA CTaAMU 3 CXEMBI 2, Jajia rocjie oOpabOTKM peakIMOHHOM CMECH M OYHMCTKH C ITOMOIIBIO
(idII-KOTOHOYHOHM XpoMartorpadun [cumkarens (24 1), amoupyss MeOH-EtOAc (1:9) B cmecu rexcanos ot 0
no 70%] 2-(4-xnop-1H-nmpposno[2,3-b]nupuaun-1-mm)-N-(2-((3-x10p-2-PpTopOeH3MIT)aMHUHO)-2-0KCOITHIT)-N-
uktonpornmianetamuy (86d) (580 mr, 1,29 mmons, Bexos 82%) B BUe O€I0TO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI't, IMCO-dg) & 8,45 (1, J=5,8 I'n, 1H), 8,18 (n, J=5,2 'y, 1H), 7,61 (1, J=3,6 I', 1H),
7,47 (tm, J=7,6, 1,8 'y, 1H), 7,29-7,18 (M, 2H), 7,18-7,10 (m, 1H), 6,56 (&, J=3,5 I'u, 1H), 5,44 (c, 2H), 4,33 (x,
J=5,7Tmn, 2H), 3,97 (¢, 2H), 3,09-2,98 (M, 1H), 1,05-0,87 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,61;

MC (ES-): 447,3 1 449,5 (M-1), 483,4 u 485,4 (M+Cl).

Cxema 87

N
QC N\/Jl\ ¢ ALeTaMun, Cs,C0;, Pd;{dbais, Q\/‘ n\)L - i
/\g ¥Phas, Juorcan HN /I

[Tonyuenne 2-(4—aueTaMm[o- 1H-miuppo:no[2,3-b Jnupuama- 1 —I/IH)-N-(Z—((3 -XJ10p-2-PTOPOCH3UIT)aMHUHO)-2-
oKkcodTIN)-N-TIKIonponmianeramMmuaa (87a).

K JIETa3uPOBAHHOMY pacTBopy 2-(4-xnop-1H-ttmppono[2,3-b|mupuaun- 1 -mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0kcodTHN )-N-1tukionponmianetramuaa (86d) (300 mr, 0,67 mmoins) B muokcane (10 mu)
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npubaBmwiu kKapOoHaT 1e3us (326 mr, 1,0 mmons), aneramun (79 wr, 1,34 mmons), muruknorexkcmn(2',4',6'-
Tpumsonponmioudenni-2-min) gocdun (32 mr, 0,067 mmoins), Pdy(dba); (31 mr, 0,033 MMoIIb) M HarpeBaIy Npu
80°C B Teuenue 16 4. CMech OXJIaauiId 0 KOMHATHOM TeMIiepatyphl, pazbasmim EtOAc (5 M), orgumsTpoBamu
yepe3 cioi nenura u cioi npomeutt EtOAc (2x5 mit). @uinbrpar npoMeiBanu Bojol (2x30 MiT), HaCHIIEHHBIM
BOJHBIM PacTBOPOM XJIOPWAA HATPHUS, CYIIIIHN, GUIBTPOBAIHN U KOHIICHTPHPOBAIH B BakyyMe. OcTaTOK odnIIa-
JU C TOMOIIBI0 (IIAII-KOJIOHOYHOU XxpoMaTtorpaduu [cunukarenb (12 1), amroupys CMA80 B CHCI; ot 0 mo
40%] c momyuenuem 2-(4-ateramuno-1H-mppomno[2,3-b]mupnann- 1 -mm)-N-(2-((3-x10p-2-h TopOeH3 1T )aMIHO ) -
2-oxcoaTtri)-N-nukionponmianeramuaa (87a) (105 mr, 0,22 Mmmons, Beixoq 33%) B Buzae 0enoro TBEpAOro Be-
IIeCTBA;

'H SIMP (300 MI'u, IMCO-dg) & 10,05 (c, 1H), 8,44 (t, J=5,9 T, 1H), 8,06 (n, J=5,4 I'n, 1H), 7,83 (x,
J=5,4Tu, 1H), 7,51-7,41 (m, 1H), 7,35 (1, J=3,6 I', 1H), 7,27-7,07 (m, 2H), 6,82 (x, J=3,6 I'n, 1H), 5,37 (c, 2H),
4,33 (1, J=5,8 I'y, 2H), 3,97 (c, 2H), 3,09-2,97 (m, 1H), 2,20 (¢, 3H), 1,03-0,84 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+) 472,5 (M+1); MC (ES-): 470,5 (M-1), 506,5 (M+ClI).

Cxema 88
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Monmyuyenne TpeT-0yTHI-4-(2-(3-KapOamonn-1H-nranazomn-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHO)-2-
OKCOITHIT)alleTaMHUI0 \TUIeprIrH- 1 -kapOokcunara (88D).

Cramus 1: monmydenne TpeT-0yTHi-4-((2-((3-x10p-2-PTOpOESH3MIT)aMUHO )-2-0KCOITHIT)aMHUHO ) TATIEPUTHH-
1-kap6oxkcmiara (88a).

Peakmmst  2-x710p-N-(3-xs0op-2-propdensmun)aneramuaa (35b) (500 mr, 5,3 mMmonb) ¢ TpeT-OyTHi-4-
aMuHOTIHIIepUAHH- | -kapOokcumaTom (1,06 T, 5,3 MMOJIB) 10 METOMKE, IPUBENEHHOM JJIS CTalUN 2 CXEMBI 35,
Jlajia mocyie 00paboTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM (umII-xpoMaTorpadueit [cumukarens (12
r), amoupys EtOAc/MeOH (9:1) B rekcane ot 0 go 60%] tper-OyTiin-4-((2-((3-xmop-2-pTopOeH3mn)aMuHo)-2-
OKCOATHJI)aMUHO )THITepUIHH- | -kapOokcwat (88a) (762 mr, 1,91 mmoins, 90%) B Buae OeclBETHOTO Maca.

'H SIMP (300 MI'n, IMCO-dq) & 8,38 (r, J=6,1 T, 1H), 7,53-7,40 (m, 1H), 7,34-7,23 (m, 1H), 7,23-7,14
(M, 1H), 4,36 (1, J=6, 0 T'u, 2H), 3,79 (n, J=13,1 I'u, 2H), 3,16 (c, 2H), 2,87-2,63 (M, 2H), 2,48-2,40 (M, 1H),
2,27 (¢, 1H), 1,79-1,64 (m, 2H), 1,38 (c, 9H), 1,20-1,01 (m, 2H);

MC (ES+): 400,5 (M+1); MC (ES-): 398,4 (M-1).

Craaus 2: HOIy4YeHue TpeT-0yTHn-4-(2-(3-kapbamoni-1 H-unnazon-1-mm)-N-(2-((3-xm0p-2-
(hropOEH3MIT)aMHUHO )-2-0KCOITHII )alleTaAMUIO0 )TUTIEpUINH- | -kapOokcumaTa (88b).
Peaxrmst TpeT-0yTHi-4-((2-((3-x50p-2-PTOpOESH3MIT ) aMIHO )-2-0KCOITHIT)aMHUHO ) TUTIEPUTUH- 1 -

kapOokcmiaTa (88a) (660 mr, 1,65 MMonb) ¢ 2-(3-kapOamoni-1H-urnazomn-1-un)ykcycHoit kucnotoit (2¢) (398
Mr, 1,82 MMOITB) TIO METOIMKE, TPUBEIACHHOMN IS CTanuu 3 CXEMBI 2, Aajia Tocie 00pabOTKH peaKIIMOHHOW cMe-
CH M OYUCTKH KOJIOHOYHOHU ¢umni-xpomartorpadueit [cunmkarens (12 r), smoupyst CMA80 8 CHCI; ot 0 mo
60%] TpeT-0yTHi-4-(2-(3-xap6amoni- 1 H-nanazon-1 -mn)-N-(2-((3-xnop-2-dpropOen3ui)amMuHo)-2-
OKCOATHJI)alleTAMUJIO ) TUTIEpUIHH- | -kapOokcuiar (88b) (442 wmr, 0,74 mMotb, BEIXOA 45%) B BUie OEIOT0 TBEP-
JIOTO BEIIICCTBA;

'H SIMP (300 MI'r, IMCO-dg) & 8,78 (r, J=5,7 T'm) u 8,36 (1, J=5,8 T'm) (2r, 1H), 8,18 (m, 1H), 7,71 (M,
1H), 7,60-7,06 (m, 7H), 5,67 u 5,48 (2c, 2H), 4,46 (un, J=3,7 I'n) u 4,31 (1, J=4,9 I'n) (2n, 2H), 4,21 u 3,86 (2c,
2H), 4,37-3,90 (M, 3H), 2,77 (M, 2H), 1,40 (M, 13H);

F SIMP (282 MI', IMCO) & -121,12, -121,67;

MC (ES+): 623,6 u 625,7 (M+Na); [Ha ocHoBanuu SIMP naHHOe coequHeHHe NMpeACTaBIseT co0oil cMech
POTALIMOHHBIX U30MEPOB B COOTHOLIeHUH 2:1].
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Cxema 89
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— =N O
PN 0o 89c
[Monyuenne (R)-1-(2-((2-((3-xy10p-2-h TOpOEH3MIT ) aMHHO ) -2 -0KCOITHII ) (TTUTIEPUTHH-3 -1 ) AMHHO ) -2 -
okcoatnn)- 1 H-uanazon-3-kapookcamunaa (89c).
Cramqus 1: TIOJTy9eHUE (R)-tpeT-0yTmin-3-((2-((3-xmop-2-pTOopOeH3mIT)aMHHO )-2 -

OKCO3THJI)aMUHO ) TATICPUINH- | -kapOokcwmiata (89a).

Peakmmst 2-x5mop-N-(3-xmop-2-propoensmn)aneramuaa (35b) (500 mr, 5,3 mmomns) ¢ (R)-tper-OyTmin-3-
aMuHOTHIIepUAHH- | -kapOokcmnaTom (1,06 T, 5,3 MMOJIB) 1O METOAMKE, IPUBENEHHOM JJIS CTaIUN 2 CXEMBI 35,
Jlaia mocyie 00paboTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM (umII-xpoMaTorpadueit [cunukarens (12
r), omoupys EtOAc/MeOH (9:1) B rekcane or 0 mo 60%] (R)-tper-Oyrmin-3-((2-((3-xm0p-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )IHNIepUIH- 1 -kapOokcuiar (89a) (850 mr, 2,13 mmons, 100%) B Buae
JKEJITOTO Macia;

MC (ES+): 400,5 (M+1); MC (ES-): 398,4 (M-1).

Cragus 2 MOJTyYeHHe (R)-tper-6yTun-3-(2-(3-kapbamoni-1 H-unnazon-1-mm)-N-(2-((3-xm0p-2-
(hropOEH3MIT)aMHUHO )-2-0KCOITHII )alleTaAMUI0 )TUTIEpH I H- | -kapOokcumaTa (89b).

Peaxtmst (R)-tpet-0yTmn-3-((2-((3-xmop-2-GTopOeH3MIT ) aMIHO )-2-OKCOITHIT)aMUHO ) TATICPUTAH- 1 -
kapOokcmiaTa (89a) (710 mr, 1,78 mmonb) ¢ 2-(3-kapOamoni-1H-urnazomn-1-um)ykcycHoi kuciotoi (2e) (428
Mr, 1,95 MMoITB) IO MeTOIMKE, TPUBEACHHOMN s CTaauu 3 CXEMBI 2, Aajia Tocie 00pabOTKH peaKIIMOHHOW cMe-
CH M OYUCTKU KOJIOHOYHOHU (ummi-xpomartorpadueit [cunmkarens (12 r), amoupyst CMA80 8 CHCI; ot 0 mo
60%] (R)-Tper-0yTmin-3-(2-(3-xkapbamormn- 1 H-namazomn- 1 -m)-N-(2-((3-xmop-2-propObeH3mi ) aMuHo ) -2 -
OKCO3THII)alleTaMH/I0 )TUIepuInH- | -kapOokcniat (89b) (520 mr, 0,87 mmous, Bexon 49%) B Buae 6eoro TBep-
noro Bemectea. MC (ES+): 602,6 (M+1).

Cramms  3:  momyuenue  (R)-1-(2-((2-((3-x10p-2-pTopOEeH3MII)aMUHO)-2-0KCOITHI )(TMIIEPHIHH-3 -
WIT)aMHHO)-2-0KkcodTwN)- 1 H-urna3on-3-kapookcamunaa (89c¢).

Peakmus  (R)-tpet-0yTin-3-(2-(3-kapoamounn- 1 H-unnazon-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHo)-2-
OKCO3THII)alleTaMU A0 \unepuanH- 1 -kapookcunara (89b) (495 mr, 0,82 mmons) ¢ TOK (0,32 mi, 4,12 MMoIb)
10 METOJWKE, MPUBEACHHON IS CTaaAWU 2 CXEMBI 2, Jana mocie oOpaboTKH peakIMOHHONW CMECH M OYHUCTKH
KOJIOHOYHOM (hiamn-xpomarorpadueii [crmmkarens (12 1), amonpys CMA80 B CHCI; ot 0 mo 60%] (R)-1-(2-((2-
((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHN ) (MTUTIEPUINH-3 -HIJT)aMUHO )-2-0Kc03TwN )- | H-urnazomn-3-
kapOoxcamuz (89¢) (300 mr, 0,6 MmO, BEIX0 73%) B BHIIE 06€10TO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI'u, IMCO-dg) & 8,82 (t, J=5,6 ') u 8,37 (1, J=5,9 H) (21, 1H), 8,18 (1, J=8,1 I'ny, 1H),
7,78-7,64 (M, 1H), 7,63-7,03 (M, 7H), 5,75-5,51 (m) u 5,45 (c) (2H), 4,52-4,38 (M, 1H), 4,31 (m, J=5,7 I'm) u 4,22
(m, J=4,6 Tm) (2n, 2H), 4,17-4,04 u 3,85-3,75 (2m, 1H), 3,89 u 3,17 (2¢, 2H), 3,12-2,65 (M, 2H), 2,45-2,18 (M,
2H), 1,96-1,25 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,45 (mux TPK), -121,17, -121,70;

MC (ES") 501,5 (M+1); 499,5 (M-1); [ma ocHoBanun SIMP naHHOE COeIMHEHHE NpPENCTABIAET COOOIL
CMECh POTallMOHHBIX H30MEPOB B COOTHOMIEHNH 2:1].

Cxema 90
cr|3
Eir\@I J< Eir\©\/§ TII’K Br\@r
i Kaltls
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HATU, 1FE A HiC
MPA :

[Monyuenne 2-(3-ametmn-5-6pom-1H-unmon-1 -Hn)-N-(Z—((3—xnop—2-q)Top6eH31/m)aMHHo)—2-OKcoaTHn)—N—
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usonpommianeramua (90d).

Cranus 1: nomxyaenue Tper-0yTmi-2-(3-auerun-5-6pom-1H-unnon-1-mn)anerara (90b).

Peakmmst 1-(5-6pom-1H-unmon-3-un)stanona (90a) (mosrydeHHBIN IO MEeTOY, TpuBeaeHHOMY Denis, Jean-
Noeel et al. B mexxaynaponnoit myonukamuu PCT, WO 2013/014102, 8,24 1, 34,6 MMOmnb) ¢ TpeT-OyTHII-2-
opomarnerarom (6,14 mi, 41,5 MMOJIB) TIO METOJUKE, IPUBEIACHHON s cTaguu 1 cxembl 56, nana mocie oopa-
OOTKHM pPEaKIMOHHON cMecu TpeT-OyTmin-2-(3-aneTun-5-6pom-1H-unmon-1-umanerar (90b) (11,26 1, 32,0
MMOJIB, BEIX0 92%) B BUze 06€J0T0 TBEPAOTO BEUIECTBA C METAITHICCKIM OTTEHKOM;

'H SIMP (300 MI't, IMCO-dg) & 8,38 (c, 1H), 8,35-8,29 (M, 1H), 7,54-7,36 (M, 2H), 5,14 (c, 2H), 2,44 (c,
3H), 1,43 (c, 9H);

MC (ES+): 352,2,354,3 (M+2), 374,4, 376,3 (M+Na); (ES-): 350,3, 352,3 (M-2), 386,3, 388,3 (M+Cl).

Cranus 2: noixyuenue 2-(3-auetui-5-6pom-1 H-unnon-1-mm)ykcycnoit kucnotst (90c).

Peakmus tper-0yTin-2-(3-anetun-5-6pom-1H-unmon-1-mn)anerara (90b) (11,15 r, 31,7 mmons) ¢ TOK
(48,8 mi1, 633 MMOJIB) TIO METOTUKE, MPUBEICHHOMN ISl CTJNU 2 CXEMBI 2, aia Mociie 00padOTKH peaKIIMOHHON
cmecH 2-(3-anetnin-5-6pom-1 H-unnon-1-mwn)ykeycnyto kucnoty (90c) (11,38 1, 38,4 mmons, Beixon 88%) B BHIE
po30Boro TBepaoro BemecTsa B popme agnykra TOK;

'H SIMP (300 MTIw, JAMCO-dg) 6 13,33 (ym. c., 1H, oomenuBaromutics ¢ D,0), 8,40 (c, 1H), 8,32 (x,
J=2,0 'y, 1H), 7,54 (n, J=8,8, 1H), 7,40 (a1, J=8,7, 2,0 'y, 1H), 5,15 (c, 2H), 2,44 (¢, 3H);

MC (ES+): 296,2, 298,2 (M+2); (ES-) 294,2, 296,2 (M-2).

Cramuss  3: momydenue 2-(3-ametun-5-6pom-1H-urmon-1-nm)-N-(2-((3-xmop-2-pTopOeH3mn)aMiuHo)-2-
okco3Tr)-N-m3onponmianetamua (90d).

Peaxmms 2-(3-anerun-5-6pom- 1 H-unmosn-1-um)ykcycHoit kuciotsl (90c) (1,6 T, 5,4 Mmob) ¢ N-(3-xmop-2-
(hropbensnn)-2-(n3onponmwiaMuHo )aneramuaoM (19¢) (1,4 , 5,4 MMoITB) 1O METOAMKE, IPUBEACHHOMN JJIS CTa-
MU 3 CXeMBI 2, Aana mociie 00pabOTKH PeaKIIMOHHOW CMECH U OYHCTKH C TIOMOIIBI0 (JIAII-KOJIOHOYHON Xpoma-
torpadun [cunukarens (40 r), amoupys MeOH B CHCl; 0-100%] 2-(3-aneruin-5-6pom-1H-unno:-1-wmm)-N-(2-
((3-x710p-2-PpropOeH3mT)aMuHO)-2-0kcoaTrin)-N-u3onponmianeramus (90d) (1,67 r, 3,11 mmouns, Beixon 58%) B
BUJie OJIETHO-KENITOT0 TBEPJOTO BELIECTBA CMECH JABYX POTAI[MOHHBIX H30MEPOB;

'H samP (300 MTI', IMCO-d¢) 6 8,83 (T, J=5,7 ', 1H), 8,36-8,28 (M, 2H, apyroit Tpuriier aMuIHOTO
MPOTOHA OJJHOTO M3 JIBYX POTAILIOHHBIX U30MEPOB MEPEKPHUICS B yKa3aHHOI obnactH), 7,56-7,29 (M, 4H), 7,22
(tno, J=7,9, 1,1 T) m 6,99 (11, J=7,9, 1,1 I'n) (2 T, 1H), 5,37 u 5,18 (2¢, 2H), 4,65-4,51 u 4,27-4,18 (2m, 1H),
4,47 (1, J=5,6 T'm) u 4,33 (n, J=5,8 I'm) (2, 2H), 4,17 u 3,84 (2¢, 2H), 2,44 u 2,42 (2¢, 3H), 1,25 (1, J=6,4 'n) u
0,99 (n, J=6,8 T'y) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,76;

MC (ES+): 536,49 u 538,49 (M+1), 558,5 u 560,5 (M+Na); (ES-): 534,36 u 536,41 (M-1), 570,4 u 5724
(M+CI).

Cxema 91

E:uc E
N

. TeK
Sy 2, “@* %’Wv‘k

[Tonyuenne 1—(2-((2—((3-xnop-2—d)Top6eH3Hn)aMHHo)-2—oKco3T1/m)(nI/mepI/Iz[HH-4—HH)aMHH0)-2—OKcoaTHH)-
1H-unna3on-3-kapbokcamunaa (91a).

Peaxmmst TpeT-0yTHIi-4-(2-(3-kapbamon- 1 H-uamazou- 1 -uim)-N-(2-((3-x10p-2-GpTOpOCH3MIT)aMUHO ) -2 -
OKCOATHII)alleTAMUJIO ) ITHIIEpUIHH- | -kapOokcmiara (88b) (500 mr, 0,92 mmoins) ¢ TOK (0,35 mu, 4,58 mmob)
M0 METOJIMKE, NMPUBEACHHON Ul CTaguM 2 CXEeMBI 2, jaya nociie 00pabOTKM PEeakIMOHHOW CMECH M OYHCTKH
KOJIOHOYHOH (umI-xpoMatorpadueii [cnnmkarens (12 1), amoupyst CMA80 B CHCI; ot 0 mo 60%] 1-(2-((2-((3-
XJI0p-2-(TOPOEH3NIT)aMUHO )-2-0KCOITHI ) (TTMIEPHIMH-4- 1T )aMHHO )-2-0Kcoa T )- | H-uHnazon-3-kapbokcamu
(91a) (386 mr, 0,77 mmob, Beixoa 84%) B BHJE OSIIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI';, IMCO-de) & 8,89 (1, J=5,6 I'i) u 8,42 (1, J=5,9 I'n) (2, 1H), 8,23-8,12 (m, 1H), 7,77-
7,64 (m, 1H), 7,64-7,04 (M, 7H), 5,65 u 5,44 (c, 2H), 4,47 (n, J=5,4 I'n) u 4,32 (n, J=5,7 Tw) (20, 2H), 4,21 n
3,84 (2¢c, 2H), 4,32-4,30 n 4,12-3,95 (2m, 1H), 3,22-3,01 (m, 2H), 2,85-2,69 u 2,69-2,56 (2m, 2H), 1,94-1,40 (M,
4H);

PF SIMP (282 MI', IMCO) & -73,53 (muk TDK), -121,18, -121,66;

MC (ES+): 501,6 (M+1); 499,5 (M-1); [Ha ocHoBanuu SIMP maHHOE coemWHEHHWE IMPEACTaBIsAET COOOM
CMECh POTAIIMOHHBIX H30MEPOB B COOTHOIICHNH 3:2].

H,
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Cxema 92
Pd,(dba); Y o)
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[Tonyuenne 2-(3-anetun-5-(permmyTaamn)- | H-urmon- 1 -nm)-N-(2-((3-xmop-2-gTopbeH3min)aMuHo ) -2 -

okcoaTI)-N-m3onponunaneramua (92a).

CMmech TBepabIX 2-(3-anetumi-5-6poM-1H-uan0m-1-m1)-N-(2-((3-x5mop-2-pTopOeH3MIT)aMHAHO ) -2 -OKCOITHII) -
N-uzonpommnaneramuaa (90d) (113 wmr, 0,21 mmons), Cs,CO; (69 mr, 0,21 mMons), auiukiorekcmi(2',4',6'-
Tpunsonponmioudenui-2-mn)pochuna (X-PHOS, 20 mr, 0,04 mmons), Pd,(dba); (19 mr, 0,02 mmons) mpoxy-
BaJIM HAIOpOM a3oTa B TeueHue 10 muH, 3ateM npubaswian Genmnaneriiex (0,023 mi, 0,21 Mmois) 1 6e3Bo1-
HBIH Tosyon (10 mur) mox HaropoM a3ora. PeakumonHyto konOy HarpeBaiu npu 90°C B Teuenue 8 u. Peakumnon-
HyI0 cMech pazdaBmin EtOAc (50 mu), oTGuiabTpoBaau 4epe3 CIOW IeNMTa ¢ MOCIEAYIONUM MMPOMBIBAHUEM
cios EtOAc (3x20 mur). ®duibTpaT NpOMBIIH HACHIIEHHBIM BOAHBIM PacTBOPOM XJIOpHIA HATPHs, CYIIWIIH,
bumpTpoBaNTH M BRIMAPUIU qocyXxa. OCTaTOK OYHINAIH C MIOMOIIBIO0 (JI3I-KOJOHOYHONH XpoMaTorpaduu [CHin-
Karens (24 1), smoupys MeOH B CHCI; ot 0 mo 20%] ¢ monyuenuem 2-(3-anetni-5-(¢deammtuamn)- | H-uamon-
1-mm)-N-(2-((3-x10p-2-propOeH3n)aMuHO )-2-0kco3Tii)-N-m3onpommuianeramuaa (92a) (63 mr, Beixox 54%) B
BUJI€ KOPUYHEBOTO TBEPJIOTO BEIIECTBA CMECH JBYX POTAI[IOHHBIX H30MEPOB;

'H SIMP (300 MI';, IMCO-de) & 8,84 (1, J=5,7 I'ni) u 8,43-8,26 (m) (3H), 7,63-7,34 (M, 9H), 7,30-6,96 (M,
1H), 5,39 u 5,21 (2¢, 2H), 4,67-4,53 n 4,32-4,19 (2m, 1H), 4,48 (1, J=5,9 I'n) u 4,34 (7, J=5,8 I'n) (21, 2H), 4,19
u 3,86 (2c, 2H), 2,46 u 2,44 (2¢, 3H), 1,26 (1, J=6,4 I'n) u 1,01 (1, J=6,8 T'n) (2n, 6H);

F SIMP (282 MI', IMCO-de) & -121,18, -121,77;

MC (ES+): 558,7 u 560,6 (M+1); (ES-): 556,6 u 558,6 (M-1).

Cxema 93
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[Monyuenne (S)-tper-OyTIi-3-(2-(3-kapoamoni-1H-urnazo:-1-mm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO ) -
2-0KCOATHII )alleTaMUI0 )T PpoSUanH- | -kapOokcuiara (93b).

Cramqus 1: TIOJTy9IeHUE (S)-tpet-6yTHn-3-((2-((3-xm0p-2-propOeH3nn)aMuHO )-2-
OKCO3THII)aMUHO ) TUPPOIHINH- | -kapOokcumnaTa (93a).

Peaxums 2-xsop-N-(3-xmnop-2-dropoensun)aneramuna (35b) (350 mr, 1,48 mmouns) ¢ (S)-Tper-OyTui-3-
aMHHOTIUPPOSIHIUH- | -kapOokcuiaToM (690 mr, 3,71 MMOJIB) IO METOAMKE, IPUBEICHHON JUIsl CTaJUH 2 CXEMBI
35, nana nocne 0OpabOTKH PEaKIMOHHOW CMECH M OYMCTKU KOJIOHOYHOH (dni-xpomarorpadueit [CHIMKareib
(12 1), omoupys EtOAc/MeOH (9:1) B rekcane or 0 mo 60%] (S)-tper-0yTmi-3-((2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )TUPPOIHANH- 1 -kapOokcumnat (93a) (500 mr, 1,3 mmoins, 87%) B BHIC
JKEITOTO Macia;

MC (ES+): 386,5 (M+1).

Cramqus 2: TIOJTy9ICHUE (S)-tper-6yTnn-3-(2-(3-xkapbamon- 1 H-ungazon- 1 -m)-N-(2-((3-xmmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHII )alleTAMHUIO )T PPOTU AU H- | -kapOokcumnata (93b).

Peaxtmst (S)-tpet-0yTnn-3-((2-((3-xmop-2-hTopOEeH3 NI )aMHHO )-2-0KCOITHII )aMHUHO ) TUPPOTUANH- | -
kapOokcmiaTa (93a) (300 mr, 0,78 mmob) ¢ 2-(3-kapOamoni-1H-urnazomn-1-un)ykcycHoit kucimotoit (2¢) (187
mr, 0,86 MMOJIB) IO METOJIMKE, IPUBSIACHHOM JUI CTaIUHM 3 CXEMBI 2, Jajia mociic 00pabOTKU pEeakIIMOHHON cMe-
CH W OYHCTKH KOJIOHOYHOW (ummi-xpomatorpadueii [cunukarens (12 r), samoupys CMA80 8 CHCI; ot 0 no
60%] (S)-tper-0yTHin-3-(2-(3-xap6amonin- 1 H-nanazon-1-mn)-N-(2-((3-xnop-2-dpropOeH3un)amMuno)-2-
OKCO3THII)alleTaMHI0 TP ponuaAnH-1 -kapookcunar (93b) (352 mr, 0,6 Mmonb, Bexon 77%) B BUae 0e1oro TBep-
JIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,83 (1, J=5,6 T'r) u 8,44 (1, J=5,0 T (21, 1H), 8,22-8,13 (M, 1H), 7,77-
7,65 (M, 1H), 7,64-7,01 (m, 7H), 5,70 u 5,42 (2¢c, 2H), 4,84-4,63 (M, 1H), 4,47 (1, J=5,1Tn) u 4,31 (n, J=5,7 ')
(2m, 2H), 4,26 n 3,91 (2¢, 2H), 3,46-2,95 (M, 2H), 2,19-1,80 (M, 2H), 1,41 u 1,37 (2¢, 9H), 0,89-0,77 (M, 2H);

PF SIMP (282 MI'ii, IMCO-dg) & -121,24, -121,68;
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MC (ES+): 587,6 (M+1); MC (ES-): 585,6 (M-1); [Ha ocHoBanuu SIMP nanHoe coeauHeHne MpeCTaBIseT
c000ii cMech POTALIMOHHBIX H30MEPOB].

Cxema 94
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Momyuenne  (S)-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )( 1 -THAPOKCUTIPOTIaH-2 -HJT)aMUHO )-
2-okcoatun)- 1 H-uanazon-3-kapbokcamuma (94b).

Cramus  1: momydenne (S)-N-(3-xmop-2-hropoen3nn)-2-((1-ruapoKcumponan-2-mui)aMiHO )arieTaMH I
(94a).

Peaxums 2-xn0p-N-(3-xsop-2-¢propoenzmn)aneramuaa (35b) (350 mr, 1,48 mmos) ¢ (S)-2-amuHONIIPOIIaH-
1-omom (278 wmr, 3,71 MMOJIB) IO METOJIMIKE, MPUBEICHHOMN JUIA CTaAWK 2 CXEMBI 35, mana mocie o0paboTKH pe-
AKIIMOHHOW CMECH M OYMCTKU KOJIOHOYHOH (iaui-xpomarorpadueii [cunukarens (12 r), amoupyst EtOAc/MeOH
(9:1) B rekcane ot 0 mo 60%] (S)-N-(3-xsop-2-¢propoensmn)-2-((1-rugpokcunpomnan-2-1mi)aMHHO JalleTaMU
(94a) (200 mr, 0,73 mmomB, 49%) B BUIE KENTOTO Macia;

MC (ES"): 2754, 277,4 (M+1, M+3).

Cramus 2: mosyuenne (S)-1-(2-((2-((3-xmop-2-hTopOeH3min)aMuHo)-2-0kcodTri )( 1 -TuapoKcunponan-2-
WJT)aMUHO )-2-0kcodTun)- | H-uanazon-3-kapookcamuaa (94b).

Peakmmst (S)-N-(3-x50p-2-dTopoensmn)-2-((1-ruapokcurnpomnan-2-min)aMmruHo)aneramuaa (94a) (200 wr,
0,73 mmoip) ¢ 2-(3-kapbamoni-1H-unmazon-1-mr)ykcycHoit kucnoroit (2¢) (176 mr, 0,8 MMOIB) 1O METOIUKE,
NPUBEJICHHON JUIA CTaAMU 3 CXeMBI 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM
¢mm-xpomatorpadueii [cunukarens (12 1), amoupyst CMAS0 B CHCI; ot 0 1o 60%] (S)-1-(2-((2-((3-x710p-2-
(hropOeH3MIT)aMITHO )-2-0KCOATH )( | -THIPOKCUITPOIaH-2-HT)aMUHO )-2-0Kco3TH )- | H-nHnazon-3-kapbokcamug
(94b) (210 wmr, 0,44 Mmmoub, BEIX0A 61%) B BHE OSIOTO TBEPOTO BEICCTBA;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,90-8,46 (m, 1H), 8,25-8,12 (m, 1H), 7,72 (c, 1H), 7,60-6,89 (m, 7H),
5,83-5,31 (M, 3H), 4,86-4,11 (m, 4H), 4,00-3,72 (m, 1H), 3,55-3,39 (m, 1H), 3,32-3,13 (m, 1H), 1,17-0,88 (m,
3H);

PF SIMP (282 MTI', IMCO) & -121,26, -121,65;

MC (ES+): 476,5 (M+1); (ES-): 474,5 (M-1); [Ha ocHOBannu SIMP nanHOe coenuHEHHE NPEACTABISIET CO-
001i CMECh POTAIIMOHHBIX H30MEPOB].

Cxema 95
N N
o J I]
F. N\)]\
H NHz
N
i ¢ K,CO;4 HN HATU,DIEA
© 3 J/\ 95a

HO

Momyuenne (R)-1-(2-((2-((3-x10p-2-PpTOpOESH3MIT)aMUHO )-2-0KCOITHIT ) (4-THAPOKCUOYTaH-2-1JT)aMHHO )-2-
okcodtmn)- 1 H-uanazon-3-kap6okcamuna (95b).

Cramus 1: momyaenne (R)-N-(3-xmop-2-propdensmn)-2-((4-ruapokcnOyTaH-2-mi)aMuHo )aretamuaa (95a).

Peaxmmst 2-xmop-N-(3-xmop-2-propdensmn)aneramuaa (35b) (500 mr, 2,12 mmoinb) ¢ (R)-3-amuaOOyTaH-1-
osioM (378 mr, 4,24 MMOJIB) TI0 METOJIMKE, IPUBEIACHHON ISl CTAAUU 2 CXeMBbI 35, mana mociie 00paboTKH peak-
IIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH (umi-xpomarorpadueit [cunukarens (12 r), amoupys EtOAc/MeOH
(9:1) B rekcane ot 0 7o 60%] (R)-N-(3-xm0p-2-hTopdensmn)-2-((4-ruaporcudyran-2-wmi)aMuHo Jarieramus (95a)
(150 wmr, 0,52 MMo1b, 25%) B BHJIE KEITOTO Macia;

MC (ES+): 289,4 (M+1); MC (ES-): 287,3 (M-1).

Cramust 2: momyuenue (R)-1-(2-((2-((3-xnop-2-¢pTopOEeH3MIT)aMIHO)-2-0KCOITHII ) (4-THAPOKCHOY TaH-2-
WJT)aMUHO )-2-0kcodTuN)- 1 H-uanazon-3-kapookcamuma (95b).

Peaxmmst (R)-N-(3-xmop-2-dTopoenswn)-2-((4-ruapokcndyTan-2-ni)aMuHo )aeramuaa (95a) (150 mr, 0,52
MMOJIb) ¢ 2-(3-kapbamowi-1H-unna3on-1-nn)ykcycHoi kuciotoi (2¢) (125 mr, 0,57 MMoIb) 1Mo METOIUKE,
MIPUBEJICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomarorpadueit [cumukarens (12 r), smoupys CMA80 8 CHCI; ot 0 mo 60%] (R)-1-(2-((2-((3-xmm0p-2-
(hropOEeH3MIT)aMHUHO )-2-0KCOITHI )(4-THAPOKCUOYTaH-2-11)aMHHO )-2-0KCcOodTH )- | H-rmHma30:1-3-kapOokcamu g
(95b) (43 wr, 0,088 Mmoutb, BEIX0A 17%) B BUE OSIOTO TBEPOTO BEIICCTBA;
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'H SIMP (300 MTI'ti, IMCO-dg) & 8,90-8,46 (m, 1H), 8,25-8,12 (m, 1H), 7,72 (c, 1H), 7,60-6,89 (m, 7H),
5,83-5,31 n 4,86-4,11 n 4,00-3,72 (3m, 8H), 3,55-3,39 n 3,32-3,13 (2m, 2H), 1,17-0,88 (M, 3H);
F SIMP (282 MTI', IMCO) & -121,26, -121,77;
MC (ES+): 490,5 (M+1); (ES-): 488,5 (M-1); [Ha ocHOBanuu SIMP nanHOe coenuHEHHE NPEACTABISIET CO-
00l cMech POTAITMOHHBIX H30MEPOB B COOTHOIICHNH 1:1].
Cxema 96

YHJ ,(1

o
fir\@\,{( ) /WrJ\A /(j\
N\‘(O FIATU [2F1 A
90c

MDA

[Monmyuenne 2-(3-ametnin-5-6pom-1H-urmnomn-1-mm)-N-(2-((6-6poMIupuInH-2 -HIT)aMHAHO )-2-0KCOITHI )-N-
n3onpornuiamneramuaa (96a).

Peakmmst N-(6-Opommupuana-2-wi)-2-(u3onponuiaamuHo )areramuaa (28b) (1,1 r, 4,05 mmoms) ¢ 2-(3-
aneTmi-5-6pom- 1 H-unno:mn-1-mn)ykcycHoit kucnoroit (90¢) (1,2 T, 4,05 MMOJIB) MO METOUKE, IPUBEICHHON JIIIS
CTauu 3 CXEMBI 2, lajia mocie o0paboTKu peakIMOHHOM cMecH 2-(3-aneTmin-5-0pom- 1 H-uamomn-1-mm)-N-(2-((6-
OpOMIMPHINH-2-1T)aMHHO)-2-0Kc03THI )-N-n3onpornmnaneramuy (96a) (1,5 1, 2,73 Mmonb, BeIxon 67%) B BHUIE
0eoro TBEpIOro BEIICCTBRA;

'H SIMP (300 MI't, IMCO-d) (B BuIe cMecH pOTAaHOHHBIX H3oMepoB) & 11,20 u 10,81 (2¢, 1H), 8,36-
8,28 (M, 2H), 8,17 u 8,01 (2, J=8,1 T'u, 1H), 7,81 u 7,70 (21, J=8,0 I'u, 1H), 7,48-7,27 (M, 3H), 5,41 u 5,20 (2c,
2H), 4,69-4,55 n 4,32-4,20 (2m, 1H), 4,42 u 4,04 (2c, 2H), 2,44 u 2,43 (2¢, 3H), 1,26 u 1,03 (21, J=6,4 I'u, 6H);

MC (ES+): 551,4, 553,4 (M+1); MC (ES-): 583,4, 585,4 (M+Cl).

CxeMa 97

Pd,(dba);
CHs Xanthphos

N N
ar Z Cs,C05
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H
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IMOA

[Honyuenue 2-(3-anerui- 5-(HI/IpI/IMI/I,HI/IH-5—I/IJ'IaMI/IHO)-IH—I/IH,HOJ'I-1—I/IJ‘I)—N—(2-((3—XJ‘IOp-2—

(TopOeH3MIT)aMIHO)-2-0KcoaTH)-N-u30nponunarneramuaa (97c).

Cramuss  1: momydenume TpeT-OyTHi-2-(3-aneThi-5-(MmipuMuInH-S5-niaMuHo )- | H-urmon- 1 -nm)anerata
(97a).

K merasupoBannomy JIM®PA (12 M) B repMETHYHO 3aKPBHITOM peakTope MpHOaBUIM TPeT-OyThi-2-(3-
aneTui-5-6pom- 1 H-unon-1-mn)anerar (90b) (1,05 r, 2,98 mmons), kap6onar 1e3us (1,94 r, 5,96 Mmois), -
pumuanH-5-amuH (340 wmr, 3,58 mmoms), Pdy(dba); (273 wmr, 0,3 mmoms), (9,9-mumernn-9H-kcanren-4,5-
mumn)ouc(mupenmndochun) (Xanthphos, 172 mr, 0,3 MMois) 1 HarpeBanu npu nepememnBanaun npu 100°C B
TeueHne 16 4. CMech OXJIaIWiIM 10 KOMHATHOW TemmepaTypsl, pa3basmwan EtOAc (30 mi) u orduasTpoBanu
gepe3 cioit menuta. Cioit mpombimu EtOAc (2x15 mir) n 00bemMHEHHBIE TTOPITUN GUIIBTPATA KOHIICHTPUPOBAIIHC
MOJYYCHUEM CBIPOTO OCTATKA, KOTOPBIH OUYHINAIHN C MTOMOIIBIO ()IAII-KOJIOHOYHOW XpOMaTorpaduu [CHUIIHKareib
(40 1), amoupyst CMA80 B CHCI; ot 0 mo 20%] ¢ moxydeHueM TpeT-OyTui-2-(3-aueTni-S-(MupuMuIuH-5-
wiamuHo)-1H-unnon-1-un)anerara (97a) (0,34 r, 0,93 mmounb, Beixoa 31%) B BUAE CBETIO-KEITOTO TBEPHAOTO
BEILIECTBA;

MC (ES+): 367,5 (M+1), MC (ES-): 401,4 (M+Cl).

Cramus 2: noydenue 2-(3-aneTmi-S-(mupuMAIuH-5-miaMuHo )- 1 H-uanom- 1 -un)ykeycHoi KucnoTs (97b).

Peaktmst  TpeT-OyTHn-2-(3-anetwn-5-(mupumMuanH-S-mwiamuHo)- 1 H-uagon-1-mn)anerara (97a) (340 wr,
0,93 mmonp) ¢ TOK (1,43 mur, 18,56 MMOJIB) 10 METOAMKE, MPUBEACHHON IS CTaAUU 2 CXEMBI 2, Jlaia Mmocie
00paboTKN peaknnoHHONH cMecH 2-(3-aneTwi-5-(mupuMuAnH-S-uiIaMuHO)- 1 H-uH1071-1-11)yKCYCHYIO KHCIIOTY
(97b) (250 mr, 0,81 MMOTIB, BEIXOX 87%) B BHJE CBETIO-OpAaHKEBOTo TBepaoro Bemecta. 'H SIMP mokasan
MPOAYKT KaK CMECh POTAIIMOHHBIX H30MEPOB U IaHHBIEC COOTBETCTBYIOIINE TIIABHOMY POTALIHOHHOMY H30MEpY;

'H aMP (300 MI'i, AMCO-dg) 6 13,7-13,1 (ym. c., 1H, oomenuBarommiics ¢ D,0), 8,67-8,51 (M, 2H),
8,48 (c, 2H), 8,31 (c, 1H), 8,01 (n, J=2,2 I'n, 1H), 7,48 (x, J=8,8 I'y, 1H), 7,18-7,07 (M, 1H), 5,11 (c, 2H), 2,41
(c, 3H);
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MC (ES+) 311,4 (M+1), MC (ES-) 309,3 (M-1).

Cragms  3: momyuenue  2-(3-anetwi-S-(mupumunus-5S-uiaMuHo)-1H-urnomn-1-mr)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KkcodTHI )-N-n3onponuiamneramuaa (97¢).

Peaxmust 2-(3-anetwnn-5-(mupumMuauH-5-unamuHo)- 1 H-uagon-1-mn)ykcycrnoit kucinotsl (97b) (80 mr, 0,26
MMOJTb) ¢ N-(3-xmop-2-dpropbensnn)-2-(n3onponuiamMuao )areramuioMm (19¢) (67 mr, 0,26 MMOIb) M0 METOM-
Ke, IPUBEICHHOW I CTaJANH 3 CXeMBI 2, Jana mocjie 00pad0TKH PEaKIMOHHON CMeCH M OYUCTKH C TTOMOIIBIO
(1I-KoMOHOUHOHM Xpomarorpaduu [cummkarens (12 1), amoupys CMA-80 B8 CHCl; 0-100%] 2-(3-ametwnn-5-
(mupumMuauH-5-mnamuHo)- 1 H-uanon-1-mr)-N-(2-((3-xmop-2-dpropOeH3ni)aMuHO )-2-0KCOITHII )-N-
n3onpomnmwianeramu (97¢) (68 mr, 0,12 Mmmons, Beixoa 48%) B BHJE OEIOr0 TBEPAOTO BEIISCTBA C METAJUTHYC-
CKUM OTTCHKOM;

'"H SIMP (300 MI't, IMCO-dg) (B BHzE cMecH IBYX POTAIMOHHBIX H30MepoB) & 8,83 u 8,35 (21, J=5.8 I',
1H), 8,57 u 8,56 (2¢c, 1H), 8,49 (c, 1H), 8,47 (c, 2H), 8,25 u 8,20 (2¢, 1H), 8,00 (u, J=2,2 T'y, 1H), 7,57-7,34 (M,
3H), 7,25-6,96 (M, 2H), 5,34 u 5,15 (2¢, 2H), 4,69-4,51 u 4,28-4,21 (2m, 1H), 4,47 u 4,34 (2n, J=5,6 I'u, 2H),
4,18 u 3,85 (2¢, 2H), 2,41 u 2,40 (2¢, 3H), 1,25 u 1,00 2z, J=6,8 T'r;, 6H);

F SIMP (282 MTI'n, IMCO-de) (B BHIe CMECH ABYX POTALMOHHBIX H30MepoB) & -121,18 u -121,77;

MC (ES+): 551,6 (M+1), MC (ES-): 549,5 (M-1).

Cxema 98
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IMomyuenue 1-(2-((2-((3-x510p-2-pTOPOEH3MIT)aMUHO )-2-0KCOITHI )( 1 ~-IMKITOTIPONHII THIT )aMHHO ) -2 -
okcoatmn)- 1 H-uanazon-3-kapookcammuna (98b).

Cramus 1: momyaenne N-(3-xmop-2-hropoerswn)-2-((1-IuKIonponuadTHI ) aMiHO )arieTaMua (98a).

Peakmust  2-6poM-N-(3-xmop-2-propbensmn)aneramuaa  (69b) (307 wmr, 1,09 wmmoms) ¢ 1-
MUKIIOTPOTTHIIdTaHAMHHOM (93 Mmr, 1,09 MMOJIB) 1TO MeTOIMKE, MPUBEIACHHON JIJIS CTAJAWK 2 CXeMBI 35, mana mo-
cie o0paboTku peaknmuoHHOW cMecH N-(3-xmop-2-hropoen3n)-2-((1-IUKIOTPOTHIITHII)aAMHIHO )arleTAMH/T
(98a) B BuzIe KeNTOro Macia, KOTOPbIH MCIIOIb30BAM B TAKOM BHE O€3 JIOMOJHUTENILHOI OUYNCTKY;

MC (ES+): 285,4 (M+1); MC (ES-): 283,3 (M-1).

Cragus 2: HOJydeHue 1-(2-((2-((3-xs10p-2-¢TOpOEH3NIT)aMHUHO)-2-0KCOITHIT ) (1 -
UKJIOTIPOTIAIITIII)aMHHO ) -2-0kcod3Tr) - | H-uanazon-3-kapookcamuna (98b).

Peakmmst  N-(3-x1op-2-dropoensmn)-2-((1-uukaonponmmT)amMuto)aneramuaa  (98a) (312 wr, 1,1
MMoIb) ¢ 2-(3-xap6amon-1H-nnnazon-1-um)ykcycHoit kucnoroit (2e) (288 mr, 1,32 MMoiib) 1O METOAMKE,
MIPUBEJACHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomarorpadueit [cumukarens (40 1), smoupys MeOH B CHCIl; ot 0 mo 10%] 1-(2-((2-((3-x10p-2-
(hropOeH3MIT)aMHUHO )-2-0KCOITHN )( | -IIIKIIOMTPOTTHMIIITHI ) aMUHO )-2-0KCc0dTHN )- | H-rHmazomn-3-kapbokcamu g
(98b) (115 wmr, 0,24 MMoub, BeIXOx 22%) B BUAE OJICAHO-KENTOTO TBEPAOTO BEIIECTBA CMECH JIBYX POTAIMOH-
HBIX H30MEPOB;

'H AMP (300 MI'ty, IMCO-dy) & 8,82 (1, J=5,7 I'p) u 8,30 (1, J=5,9 I'n) (21, 1H), 8,22-8,13 (M, 1H), 7,74
u 7,70 (2¢, 1H), 7,61-7,33 (m, SH), 7,30-7,00 (m, 2H), 5,76-5,35 (M, 2H), 4,54-4,21 (M) u 3,96 (c) (4H), 3,80-
3,46 (v, 1H), 1,27 (1, J=6,4 I'n) u 1,02 (m, J=6,8 I'm) (21, 3H), 0,93-0,76 (M) u 0,64-0,37 (M) u 0,31-0,14 (M) u
0,13-0,02 (m) (5H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,75;

MC (ES+): 486,5 (M+1), 508,5 (M+Na); (ES-) 484,5 (M-1), 520,5 (M+Cl).

Cxema 99

Pd,(dba), Y o}

X-PHOS

Yo Cs,CO0; A N/ﬁrN N
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|‘| cl
HsC Cl /Sli\ // 99a
~Si
/N
IMomyuenue 2-(3-auetmin-5-((Tpumetriacnnnn)3tuHnI)- | H-unnon-1-mr)-N-(2-((3-xsop-2-

(TopOeH3MIT)aMIHO)-2-0KcoaTH)-N-u30nponunaneramuaa (99a).

Peaxrmst 2-(3-ametun-5-6pom- 1 H-urmon-1-nm)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
n3onpornmianeramuaa (90d) (504 mr, 0,94 mmonb) ¢ stuaIIITpUMeTHIICHIIaHOM (0,13 My, 0,94 MMOITB) IO METO-
Iy, TIPUBEACHHOMY Ha cxeMme 92, nmana mociie 00paboTKH peakIMOHHON CMECH M OYMCTKH KOJOHOYHOM (IIdI-
xpomarorpadueii [cummkarens (40 1), amoupyst MeOH B CHCl; ot 0 mo 100%; BTOpas KOJIOHKA: CHIIMKAreib
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(12 1), omompys MeOH/EtOAc (9:1) B cmecu rekcanoB ot 0 mo 100%] 2-(3-amerwmin-5-
((rpumeruncummn)atuHmn)- 1 H-nanomn-1-mm)-N-(2-((3-x10p-2-dropdeH3unin)aMuHo)-2-0Kkcoa T )-N-
m3onpommnaneramuy (99a) (21 mr, 0,038 mmonb, Beixon 4%) B BUAE JKEIATOTO TBEPIOTO BEIIECTBA CMECH JIBYX
POTAIIMOHHEIX H30MEPOB;

'H SIMP (300 MI'ti, IMCO-dg) & 8,84 (t, J=5,8 ') u 8,42-8,22 (m) (3H), 7,62-6,96 (M, 5H), 5,37 u 5,19
(2c, 2H), 4,65-4,52 1 4,26-4,21 (2m, 1H), 4,47 (n, J=5,6 I'm) u 4,32 (n, J=5,7 I'n) (21, 2H), 4,17 u 3,84 (2c, 2H),
2,44 u 2,42 (2c, 3H), 1,25 (1, J=6,4 T') u 0,99 (m, J=6,8 T'r) (21, 6H), 0,40-0,08 (m, 9H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,20, -121,77 (11, J=4,0 Tw);

MC (ES+): 554,6 n 556,6 (M+1), 576,6 u 578,7 (M+Na); MC (ES-): 588,5 u 590,6 (M+Cl).

Cxema 100

Q N
|<2c;o3 Pd(PPhy), Z N/\n/ N

g 5 Dot B

Br

\

[Honyuenue 2-(3-anetun-5-(1-metun-1H-nupazon-3- I/IJ'I) 1H-unnon-1-wmm)-N-(2-((3-x10p-2-
¢ropOeH3mIT)aMruHO)-2-0kcoaTH)-N-u3onponunareramuzaa (100a).

K JIera3upoOBaHHOMY pacTBopy 2-(3-anermin-5-6pom-1H-unmon-1-um)-N-(2-((3-xmop-2-
(bropbOensmT)aMiHO )-2-0kco3Tn )-N-m3onpornmnaneramuga (90d) (150 mr, 0,28 mmons), 1-mermn-4-(4,4,5,5-
terpameTni-1,3,2-mnokcadboponan-2-wmn)- 1 H-mupaszona (70 mr, 0,335 mmons) B auokcane (4 Mi1) mpuOaBHIH
pactBop K,COj3 (1,12 M, 0,56 Mmods) B Boge (1 mit) ¢ mocienyromuM nprudaBieHneM TeTpakucTpudermidoc-
duanammaaus(0) (32 mr, 0,028 Mmonp) u HarpeBanu npu 80°C B TeueHue 4 4. CMech OXJIQAWIN O KOMHATHON
temrieparypbl U pazbaBunu EtOAc (50 mi) u Bojoi (60 muir). OpraHu4ecKuil clIo OTAENWIM MPOMBUTH HACHI-
IIIEHHBIM BOJHBIM PACTBOPOM XJIOPHIA HATPHS, CYIIIIIH, QMIBTPOBAIN M KOHIIEHTPUpPOBaIN B Bakyyme. [lomy-
YeHHBIA OCTATOK OYHUIIIAIN KOJIOHOUHOU (dmr-xpomarorpadueii [cunukarens (12 1), samonpys CMAS0 B CHCI,
or 0 no 30%)] c momyuenuem 2-(3-anermn-5-(1-mermn-1H-nupazon-3-wn)-1H-namon-1-mm)-N-(2-((3-x10p-2-
¢ropOeH3mIT)aMruHO)-2-0kcoaTH)-N-m3onpomwianeramuaa (100a) (85 mr, 0,16 mmons, BeIxon 57%) B BHIC
0eIoro TBEpIOro BEIICCTBA;

'H SIMP (300 MI', JIMCO-dg) (cMech IByX pPOTALMOHHBIX H30MepOB B cooTHomeHmu 2:1) & 8,83 u 8,35
(21, J=6,0 I', 1H), 8,31-8,27 (M, 1H), 8,24 u 8,19 (2c, 1H), 8,10 (c, 1H), 7,83-7,76 (M, 1H), 7,55-7,35 (m, 4H),
7,26-7,17 u 7,05-6,96 (2m, 1H), 5,34 u 5,16 (2¢, 2H), 4,65-4,52 n 4,30-4,21 (2m, 1H), 4,48 u 4,34 (2n, J=5,6 I'Ly,
2H), 4,18 u 3,85 (2¢, 2H), 3,88 n 3,87 (2¢, 3H), 2,44 n 2,42 (2¢, 3H), 1,25 u 1,00 (271, J=6,4 I'n, 6H);

PF SIMP (282 MI';, IMCO-dg) (cMech IBYX POTAaIHOHHBIX H30MepoB) & -121,19 u -121,79;

MC (ES+): 538,6 (M+1), 560,6 (M+Na); MC (ES): 536,6 (M-1).

Cxema 101
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HsC = 101a

IMomyuenue 2-(3-aneTni-5-(2-(AuMeTHIIaMHHO )TUPUMUIUH-5-111)- | H-namon- 1 -ni)-N-(2-((3-xnop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkcod3THN )-N-u3onponmianeramuaa (101a).

Peaxrmst 2-(3-ametun-5-6pom- 1 H-urmon- 1 -nm)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -0OKCOITHIT ) -N-
n3onpornmianeramuaa (90d) (150 mr, 0,28 MMoub) ¢ (2-(AMMETHIAMIHO )TUPUMHIUH-5-MIT)00POHOBOM KHCIO-
toit (56 mr, 0,34 MMOJIB) ITO METOIUKE, TTPUBEIeHHOMN Ha cxeme 100, mama mocie 00paboTKK peaKIIMOHHOW cMe-
CH M OYUCTKU KOJIOHOYHOHU (ummi-xpomartorpadueit [cumkarens (12 r), smoupyst CMA80 8 CHCI; ot 0 mo
30%] 2-(3-amerun-5-(2-(qEMeTHIIAMIHO ) TUPIMUAIHH-5 -11)- | H-nanomn- 1 -mm)-N-(2-((3-xmop-2-
¢ropOeH3mT)aMruHO)-2-0kcoaTHi)-N-u3onponunaneramus (101a) (26 mr, 0,045 mmonb, Beixon 16%) B BHIE
0eoro TBEpIOro BEIIECTBRA;

'H aMP (300 MTI'i, AMCO-dg) (cmech potamuoHHBIX n3omepoB) 8,83 u 8,35 (21, J=5,2 'y, 1H), 8,65 u
8,646 (2¢c, 2H), 8,31 u 8,26 (2¢, 1H), 7,60-7,47 (m, 2H), 7,47-7,36 (m, 2H), 7,28-7,16 n 7,07-6,95 (2m, 2H), 5,38
u 5,20 (2c, 2H), 4,65-4,53 u 4,29-4,22 (2m, 1H), 4,48 u 4,33 (2, J=5,6 ', 2H), 4,19 u 3,85 (2¢, 2H), 3,25-3,10
(m, 6H), 2,45 u 2,44 (2¢, 3H), 1,26 u 1,00 (z, J=6,8 T'u, 6H);

PF SIMP (282 MI'i, IMCO-dg) (cMech IBYX POTAaIHOHHBIX H30MepoB) & -121,18 u -121,78;

MC (ES+): 579,7 (M+1), 601,7 (M+Na), MC (ES-): 577,6 (M-1).
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Cxema 102
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© 35 102a 102b
07 NH,
[Monyuenne 1-(2-((3-amunu0-3-0kconporiu)(2-((3-xmop-2-hTopOSH3MIT)aMUHO )-2-0KCOITHI )aAMHUHO )-2-

okcoatmn)- 1 H-uanazon-3-kapookcamuna (102b).

Cramus 1: momyaenne 3-((2-((3-xm0p-2-GpTopOSH3MIT)aMUHO)-2-0KCOITHI )aMUHO )iporranamua (102a).

Peaxmust 2-xmop-N-(3-x10p-2-pTopoensmn)aneramua (35b) (350 mr, 1,48 MMoib) ¢ 3-aMUHOTIPOTTAHAMH]T
ruaApoxJIopuaoM (462 mr, 3,71 MMOITB) TI0O METOUKE, IPUBEACHHON IS CTaJUK 2 CXeMBI 35, nana mocie oopa-
0OTKM pEaKIMOHHON CMECH M OYHCTKH KOJOHOYHOH (ummi-xpomartorpadueit [cunukarens (12 1), smoupys
EtOAc/MeOH  (9:1) B rTekcame or 0 mo  60%]  3-((2-((3-xmop-2-propOeH3mT)aMUHO)-2-
okcoaTII)aMuHo )iponaHamu (102a) (168 mr, 0,77 MMonb, 52%) B BUIE )KEATOTO MACIa;

MC (ES+): 288,4 (M+1), 310,3 (M+Na); (ES-): 286,3 (M-1).

Cragus 2: MOJIy4eHUE 1-(2-((3-amuHO-3-0Kconpormn)(2-((3-xmop-2-hTopOeH3 I )aMUHO )-2-
OKCO3THII)aMHHO)-2-0KkcoaTmi)- 1 H-unnazon-3-kapookcamuna (102b).

Peaxmmst  3-((2-((3-x70p-2-hTOpOEH3MIT)aMUHO)-2-0KCOITHI )aMHiHO )iportanamuga (102a) (168 wmr, 0,77
MMoOJIb) ¢ 2-(3-kap6amoni-1H-urnazomn-1-un)ykcycHoit kuciaoroit (2¢) (200 mr, 0,7 MMOJIB) 10 METOAMKE, TIPH-
BEJICHHOW ISl CTaiuK 3 CXEeMBI 2, aja mociae oOpaboTKH PEaKIIMOHHON CMECH M paCTUPAHMSI CHIPOTO OCTaTKa C
MeOH (5 wim) 1-(2-((3-amuHO-3-0okcompor)(2-((3-xm0p-2-PTOpOESH3MIT)aMUHO )-2-OKCOITUIT)aMHUHO )-2 -
okcoaTtn)- | H-manazon-3-kap6okcamun (102b) (158 mr, 0,32 mmous, Beixon 47%) B Buae 6e710r0 TBEPAOTO Be-
IIeCTBA;

'H SIMP (300 MI'i, IMCO-de) & 8,89 (1, J=5,5 I't) u 8,56 (T, J=5,8 I'n)) (21, 1H), 8,24-8,08 (™, 1H), 7,78-
7,65 (m, 1H), 7,64-6,85 (m, 9H), 5,70 u 5,412 (c, 2H), 4,47 (1, J=5,5 I'n) n 4,38-4,24 (m) u 3,95 (c) (4H), 3,74 (T,
J=6,3T) u 3,41 (1,J=7,0 I'm) (21, 2H), 2,28 (T, J=7,1 'y, 1H);

PF SIMP (282 MI', IMCO-de) & -121,36, -121,65;

MC (ES+) 489,5 (M+1); (ES-): 487,4 (M-1); [Ha ocHoBanuu SIMP maHHOe coemUHEHUE MPECTABIACT CO-
0011 cMech IByX POTALMOHHBIX H30MEPOB B COOTHOLIEHUH 4:5].

Cxema 103

NN NJ\NQ =N

| - O \ ,/

© %‘ D
HN
HN { 280 A“/NVJL
N HATU DIPEA
v 4 MDA

[Monyuenne 2-(3-anmetni-5-(mupuMuAnH-5-niaMuHO )- | H-uamosn- 1 -um)-N-(2-((6-6pommmpunH-2 -
WIJT)aMUHO )-2-0kco3Tri )-N-u3onponwianeramuaa (103a).

Peaxmmst N-(6-6poMmupunnH-2-mi)-2-(u3onponmiaMmyuto)aneramuaa (28b) (61 mr, 0,23 mmoins) ¢ 2-(3-
aneTwI-5-(MIpUMHUIUH-5-mtaMuHo ))- | H-uanon- 1 -un)ykcycHoit kucnmoroit (97b) (70 mr, 0,23 MMOJIB) 1O METO-
JIMKe, TIPUBEJICHHOW I CTaJANH 3 CXeMBblI 2, Jana mocjie o0pad0TKH PEaKIMOHHON cMeCH M OYMCTKH KOJIOHOY-
HOU (mdm-xpomarorpadueil [cmnmmkarens (12 1), amoupys CMAS80 B CHCl; ot 0 mo 30%] 2-(3-ametmn-5-
(mupumuauH-5-unaMuHo)- 1 H-nanon-1-mm)-N-(2-((6-6poMnupuanH-2-1T)aMuHO )-2-0KCOI THIT )-N-
m3onpommwianeramuy (103a) (45 mr, 0,080 Mmmonb, Berxox 35%) B Buae O€JIOT0 TBEPAOTO BEIIECTBA C METAJLIH-
YECKHM OTTCHKOM KaK CMECH POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MI';, IMCO-dg) & 11,20 10,83 (2¢, 1H), 8,56 u 8,55 (2c, 1H), 8,50 u 8,49 (2¢c, 1H), 8,47 n
8,46 (2¢, 2H), 8,25 u 8,24 (2¢, 1H), 8,21-7,97 (M, 2H), 7,81 u 7,70 (21, J=8,0 I'u, 1H), 7,48-7,27 (M, 2H), 7,17-
7,07 (m, 1H), 5,37 u 5,18 (2¢, 2H), 4,71-4,59 u 4,36-4,23 (2m, 1H), 4,43 u 4,05 (2¢, 2H), 2,42 u 2,40 (2¢c, 3H),
1,26 u 1,04 (21, J=6,8 ', 6H);

MC (ES+): 564,5, 566,5 (M+1), MC (ES-): 562,5, 564,5 (M-1), 598,5, 600,5 (M+Cl).

103a
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Cxema 104
(e}

o j’ e
o &
cl O Y o F
F Y N,\H/N\)LN cl
H NHZ _ / H
N S N O
oY K,COs HATU, DIEA
o)

H’;l HzN
35h i 104a (e}

OH

oxyuaenne 1-(2-((2-((3-xy0p-2-pTOpOEH3NIT)aMIUHO)-2-0KCOITHIT ) ((LIMC)-3-THIPOKCHITKIIOOY THIT ) aMHHO ) -
2-okcoatun)-1H-unnazon-3-kapookcamuna (104b).

Cramust 1: momyuenue N-(3-xyop-2-¢propoensmn)-2-(((1mc)-3-ruaApoKCHINKIOOY THII)aMUHO )alleTaMHIa
(104a).

Peakmust  2-xsop-N-(3-xmop-2-¢propbensmn)aneramuaa  (35b) (350 wmr, 1,48 wmmomb) ¢ (mwmc)-3-
aMUHOIIMKJIOOYTaHO TUApOXJIopuaoM (458 mr, 3,71 MMOIB) IO METOIMKE, MPUBEIACHHON ISl CTAANHA 2 CXEMBI
35, nama mocie oOpabOTKKM peaKIMOHHONW CMECH M OYHMCTKH KOJOHOYHOH (umII-XpoMaTorpadueil [CruimKareib
(12 1), smoupys EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%)] N-(3-xmop-2-propoensm)-2-(((tuc)-3-
THIPOKCUITMKIOOyTHIT )aMuHO )arietamu (104a) (250 mr, 0,87 mmons, 59%) B BUE KENTOTO Macha;

MC (ES+): 287,3 (M+1); MC (ES-): 285,3 (M-1).

Cragus 2: MOJTyueHHE 1-(2-((2-((3-x50p-2-TOpOEH3NIT)aMUHO )-2-0KCOITHI ) ((11Hc)-3-
THIPOKCHIMKIIOO0YTHII)aMHHO )-2-0kc03THN)- 1 H-nHnazon-3-kapbokcamuna (104b).

Peaxmms N-(3-x5op-2-propoensmn)-2-(((uuc)-3-ruapoKcuuKIo0y T )amuiHo Jatietamuaa (104a) (250 wr,
0,87 mmoub) ¢ 2-(3-kapoamomni-1H-nnnazon-1-m)ykcycHo# kuciortoit (2¢) (210 mr, 0,96 MMoIb) IO METOAMKE,
TIPUBEJICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢m-xpomarorpadueit [cumukarens (12 1), amoupys CMA-80 8 CHCI; ot 0 mo 60%] 1-(2-((2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KCOITHI ) ((ITKC)-3 -THAPOKCUITUKIOO Y THIT)aMHHO )-2 -0KcodTHI)- | H-nHmazon-3-
kapOoxcamuy (104b) (245 mr, 0,5 MMoib, BEIX0T 58%) B BHIE 0€I0TO TBEPIOTO BEIIECTRA,;

'H AMP (300 MI't, IMCO-dy) & 8,88 (T, J=5,7 I'np) u 8,44 (1, J=5,9 I'n) (21, 1H), 8,24-8,09 (M, 1H), 7,70
(c, 1H), 7,59-7,04 (M, 7H), 5,53 u 5,40 (2¢, 2H), 5,20-5,06 (m, 1H), 4,47 (n, J=5,5 I'n) u 4,34 (n, J=5,7 I'n) (2x,
2H), 4,30 u 4,04 (2¢c, 2H), 4,19-4,05 (m, 1H), 3,88-3,68 (M, 1H), 2,70-2,55 (m, 1H), 2,39-2,25 (M, 1H), 2,13-1,90
(M, 1H), 1,85-1,70 (M, 1H);

F SIMP (282 MI', IMCO-de) & -121,26, -121,59;

MC (ES+); 488,5 (M+1); (ES-): 486,5 (M-1); [Ha ocHOBanuu SIMP nanHOe coenuHEHHE NPEACTABISIET CO-
0011 cMech pOTallMOHHBIX H30MEPOB B COOTHOIIEHUH 4:5].

Cxema 105

Br U cho3 Pd(PPhs), Yy N/\[( \)J\
N/\n/ ”/ji) H,C
S ] \
HC o 90d cl @_B 1052

[Tonyuenne 2-(3-ametnn-5-(mapunua-3-uin)-1 H-uagon-1 I/IH) N (2-((3-xmop-2-pTopOEeH3MIT)aMUHO)-2 -
okcodTh)-N-m3onponmnanetamuaa (105a).

Peaxmmst 2-(3-ametun-5-6pom- 1 H-urmon- 1 -nm)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
m3onpommwitaneramuaa (90d) (150 mr, 0,28 MMons) ¢ mupuauH-3-udopoHoBol Kucmoroit (34 mr, 0,28 MMoIIB)
M0 METOJIMKE, MpHUBECHHON Ha cxeMe 100, mana mocie oOpabOTKH PEaKIIMOHHON CMECH M OYUCTKH KOJOHOYHOMH
¢dm-xpomatorpadueii [cnnukarens (12 1), amoupys CMAS0 8 CHCI; ot 0 o 30%] 2-(3-anerun-5-(mupuaus-
3-mn)-1H-unpmon-1-ni)-N-(2-((3-x10p-2-propdeH3mn)aMuH0)-2-okcoaTrin)-N-u3onponmnanetramun  (105a) (75
mr, 0,14 mMmonb, BeIxoa 50%) B BuIE OEIOT0 TBEPAOTO BEIIECTBA CMECH POTAMOHHBIX U30MEPOB B COOTHOIIIC-
Huu 2:1;

'H SIMP (300 MI't, IMCO-de) & 8,91-8,87 (M, 1H), 8,84 (t, J=5,7 I'n) u 8,39-8,27 (M) (2H), 8,61-8,53 (m,
1H), 8,45 (c, 1H), 8,14-8,05 (m, 1H), 7,67-7,57 (m, 2H), 7,57-7,47 (m, 2H), 7,46-7,36 (M, 1H), 7,26-6,94 (M, 1H),
5,41 u 5,22 (c, 2H), 4,66-4,53 u 4,32-4,21 (M, 1H), 4,49 u 4,34 (7, J=5,8 T'n, 2H), 4,20 u 3,86 (c, 2H), 2,47 u
2,45 (¢, 3H), 1,27 u 1,01 2z, J=6,4 ', 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,18, -121,77;

MC (ES+) 535,6 (M+1), MC (ES-): 569,5, 571,5 (M+Cl).
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Cxema 106
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[Tonyuenne 2-(3-anetun-5-(2-proprmapuauna-4-un)- 1 H-uamon- 1 -nm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkcod3THN )-N-u3onponwmianeramuaa (106a).

Peaxtmst 2-(3-ametun-5-6pom- 1 H-urmon- 1 -nm)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
n3onpornmramneramuaa (90d) (150 mr, 0,28 MMoup) ¢ 2-gTopnupuanH-4-uI60poHOBOM KuciaoTou (39 mr, 0,28
MMOJIB) TI0 METOJIMKe, IpuBeeHHON Ha cxeme 100, nana mocie 0OpabOTKM peakIMOHHON CMECH M OYUCTKH KO-
JOHOYHOH (udmI-xpomarorpadueit [crmmkarens (12 ), amounpys CMAS80 B CHCI; ot 0 no 30%] 2-(3-anernin-5-
(2-propmmpuann-4-nn)-1H-ungomn-1-um)-N-(2-((3-xm0p-2-pTOpOeH3MIT)aMUHO )-2 -0KCOITHIT )-N-
m3onpommwianeramu (106a) (52 mr, 0,094 mmons, Berxon 34%) B Bue OI0T0 TBEPIOTO BEMIECTBA CMECH POTa-
IIMOHHBIX H30MEPOB B COOTHOIIEHHH 2:1;

'H SIMP (300 MI'n, IMCO-dq) & 8,84 (, J=5,7 I'y) u 8,42-8,23 (m) (3H), 8,58 (ym. c., 1H), 7,81-6,89 (M,
7H), 5,42 u 5,23 (2c, 2H), 4,66-4,53 u 4,30-4,22 (M, 1H), 4,49 u 4,34 2z, J=5,8 T'u, 2H), 4,20 u 3,86 (c, 2H),
2,48 m 2,46 (c, 3H), 1,27 u 1,00 (21, J=6,8 I't, 6H);

PF SIMP (282 MTI'n, IMCO-de) & -69,06, -69,09, -121,18, -121,77;

MC (ES+): 553,6 (M+1), MC (ES-): 587,5 (M+Cl).

CxeMa 107
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[Monyuenne 2-(3-aneTmi-S-(mupuaut-3-mwiaMuHo)- 1 H-uanomn- 1-mr)-N-(2-((6-6poMmupuInH-2 -1T)aMHUHO ) -
2-okcoatin)-N-u3onponmnaneramuaa (107c).

Cranus 1: nomydenue Tper-0yTmi-2-(3-auerun-S-(mupuanH-3-nnamuno)- 1 H-unnon-1-um)anerara (107a).

Peaxums Tper-Oytun-2-(3-auetnn-5-6pom-1H-unnon-1-um)anerara (90b) (1,05 r, 2,98 Mmmois) ¢ nmupuanH-
3-amunoM (310 wmr, 3,28 MMOITB), IO METOUKE, TPUBEACHHOM Ul cTamuu 1 cxemsl 97, nana mocie o0paboTKu
PpeaKuMOHHOM CMECH M OYHMCTKH KOJIOHOYHOH Xpomarorpadueit [cnnukarens (40 1), amounpyst CMAS0O B CHCI,
or 0 mo 20%] tper-Oytmi-2-(3-auerwi-S-(mupunun-3-mwiamuHo)- 1 H-uanon-1-wn)anerar (107a) (250 r, 0,7
MMOJIb, BBIX0J 23%) B BUJIE CBETIIO-XKEJITOTO TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI';, IMCO-de) & 8,35-8,23 (M, 3H), 8,02-7,91 (m, 2H), 7,43-7,31 (v, 2H), 7,18 (1, J=8,3,
4,6 T'u, 1H), 7,07 (ax, J=8.,8, 2,2 I'y, 1H), 5,08 (c, 2H), 2,41 (c, 3H), 1,44 (c, 9H);

MC (ES+): 366,5 (M+1), MC (ES-): 400,4 (M+CI).

Cramus 2: noyaenne 2-(3-aneti-S-(mupuauH-3 -miaMuHo )- | H-uanon- 1 -un)ykcycHoi kuciotsl (107D).

Peakmmst TpeT-OyTHn-2-(3-anetun-5-(mupuanH-3-mwiamuHo)- | H-ungon-1-mr)anerara (107a) (250 wmr, 0,68
MMoutb) ¢ TOK (1,58 mi, 20,52 MMOJIB) IO METOAMKE, IPUBEACHHON I CTalUK 2 CXEMBI 2, Jajia mociie oopa-
0OTKM peakIIMOHHOM CMECH M pacTHpaHus celporo npoaykra ¢ EtOAc-rekcan (10 mu) 2-(3-anerun-5-(mupuaus-
3-unamuHoO)-1H-unnon-1-un)ykeycnyto kucnory (107b) (0,2 r, 0,647 mMmonb, Beixox 95%) B Bujae CBETIIO-
OpaHKEBOTO TBEPJOTO BEILECTBA;

'H SIMP (300 MI'i, IMCO-de) & 13,31 (yu. c., 1H, o6mermBarommiics ¢ D,0), 9,09 (c, 1H), 8,36 (¢, 1H),
8,28 (c, 1H), 8,14 (c, 1H), 8,05 (c, 1H), 7,82 (c, 1H), 7,70 (c, 1H), 7,55 (n, J=8,7 I'y, 1H), 7,18 (1, J=8,6 'y, 1H),
5,14 (c, 2H), 2,42 (c, 3H);

MC (ES-): 308,3 (M-1).

Cramust 3: nmomyuenue 2-(3-anetnn-5-(mupunus-3-unamMuHo)-1H-unmon-1-nm)-N-(2-((6-6pomnupuaus-2-
WJT)aMUHO )-2-0kco3Tui )-N-u3onponmianeramuaa (107c).

Peaxmmst 2-(3-anetmn-S-(mupuauH-3-miamMuto)- 1 H-uanon- 1 -un)ykeycHoit kucnotel (107b) (60 mr, 0,19

107¢
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MMoItb) ¢ N-(6-OpoMnupuuH-2-1)-2-(n3onponmiaMmuHo JanietaMuaom (28b) (53 mr, 0,19 MMorb) o MeToauke,
NPUBEJICHHON JUIA CTaAMu 3 CXEMBI 2, Jajia rnocjie oOpabOTKM peaKIMOHHOM CMECH M OYHMCTKH C IOMOIIBIO
(1I-KOMOHOUHOHM XpoMarorpaduu [cummkarens (12 1), amoupys CMA-80 B CHCl; 0-100%] 2-(3-ametnn-5-
(mupuauH-3-unamuHo)- 1 H-uanon- 1 -mr)-N-(2-((6-0poMmupuInH-2-MT)aMUHO )-2-0KCOITHI )-N-
m3onpomunaneramug (107c) (57 mr, 0,101 Mmmons, Berxox 52%) B Buae 0€JI0r0 TBEpAOTO BEIIECTBA C METAJLIH-
YECKUM OTTEHKOM KaK CMECH POTALMOHHBIX H30MEPOB B COOTHOLICH!UH 2:1;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX poTaLHoHHBIX u30MepoB) & 11,20 u 10,82 (2¢, 1H), 8,33-8,24
(m, 2H), 8,22 u 8,21 (2¢, 1H), 8,05-7,91 (M, 3H), 7,81 u 7,70 (21, J=8,0 I'u, 1H), 7,44-7,28 (m, 3H), 7,23-7,11 (M,
1H), 7,12-7,01 (m, 1H), 5,35 u 5,16 (2c, 2H), 4,72-4,57 u 4,47-4,20 (2m, 1H), 4,43 u 4,05 (2¢, 2H), 2,41 u 2,40
(2¢,3H), 1,26 u 1,04 (21, J=6,8 ', 6H);

MC (ES+): 563,5, 565,5 (M+1); MC (ES-): 561,5, 563,5 (M-1), 597,5, 599,5 (M+Cl).

Cxema 108
N o
/YN\)L cho3 Pd(PPhs), H3: 4 N/TN\)Lﬁle
j;j cl
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N

Monyuyenne 2-(3-ametwi-S-(mupumMunnH-5-min)- 1 H-uamon-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHo)-2-
oxcoaTii)-N-u3onponmnaneramuia (108a).

Peaxmmst 2-(3-ametun-5-6pom- 1 H-urmon-1-nm)-N-(2-((3-x10p-2-GpTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
n3onpormiraneramuga (90d) (150 mr, 0,28 MMoOIB) ¢ THPUMUAIANH-5-HIOOPOHOBOW KucioTor (35 wmr, 0,28
MMOJIb) TI0 METOJIMKe, puBeaeHHON Ha cxeMe 100, mana mocne 0OpaboOTKK peaKIIMOHHONW CMECH M OYUCTKH KO-
JIOHOYHOH ¢dmI-xpoMaTorpadueii [cumukareis (12 1), amoupys CMA80 8 CHCI; ot 0 mo 30%] 2-(3-anetnin-5-
(mupumuauH-5-1m)- 1 H-uamon- 1-um)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
m3onpomunaneramug (108a) (85 mr, 0,159 Mmouts, BeIxox 57%) B Buae 6€70T0 TBEPAOTO BEIIECTBA; B BHJIE CME-
CH POTAI[MOHHBIX H30MEPOB B COOTHOIICHHH 2:1;

'H SIMP (300 MI'z, IMCO-ds) (cMech IBYX pOTALHOHHBIX H30MepoB) & 9,19 u 9,18 (2¢, 1H), 9,12 u 9,11
(2¢, 2H), 8,89-8,79 u 8,40-8,28 (2m, 2H), 8,48 (c, 1H), 7,71-6,95 (m, SH), 5,42 u 5,23 (2¢c, 2H), 4,65-4,54 n 4,32-
4,21 (2m, 1H), 4,49 u 4,34 (2n, J=5,6 T'u, 2H), 4,20 u 3,86 (2¢c, 2H), 2,48 u 2,46 (2¢, 3H), 1,27 u 1,01 (7, J=6,8
T'u, 6H);

F SIMP (282 MTI'n, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & -121,18 n -121,79;

MC (ES+): 536,5 (M+1), MC (ES-): 534,5 (M-1), 570,5 (M+Cl).

Cxema 109
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[Monmyuenne  2-(3-ametmin-5-(3-anetwidennn)- 1 H-urmon- 1-um)-N-(2-((3-x10p-2-GTOpOCH3MIT)aMUHO ) -2 -
okcodTri)-N-m3onponmnanetamuaa (109a).

Peaxtmst 2-(3-ametun-5-6pom- 1 H-urmon- 1 -nm)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
m3onpommwianeramuaa (90d) (150 wmr, 0,28 wmmone) ¢ 1-(3-(4,4,5,5-terpametni-1,3,2-nuokcaboponan-2-
win)denun)stanonom (70 mr, 0,28 MMoIB) IO MeToaMKe, TpUBeAeHHOH Ha cxeme 100, nana mocine oOpabOTKH
PeaKuMOHHOM CMECH W OYMCTKH KOJOHOYHOH (immr-xpomarorpadueit [cunukarens (12 1), amounpys CMAS0 B
CHCI; ot 0 1o 30%] 2-(3-anetun-5-(3-anetmwndenmn)- 1 H-uanon- 1-wmm)-N-(2-((3-x110p-2-hTopOeH3MIT)aMIHO )-2 -
okcoaTin)-N-m3onponunaneramun (109a) (80 mr, 0,14 mmonb, Berxon 50%) B Buae 0€10r0 TBEpOTO BEIIECTBA
KaK CMECH POTAIIMOHHBIX H30MEPOB B COOTHOIICHUH 2:1;

'H SIMP (300 MI', IMCO-de) & 8,84 u 8,35 (2t, J=5,7 T'u, 1H), 8,47 (ym. c., 1H), 8,35 u 8,34 (c, 1H),
8,21-8,13 (m, 1H), 8,01-7,88 (M, 2H), 7,70-6,95 (M, 6H), 5,41 u 5,22 (c, 2H), 4,68-4,51 n 4,32-4,20 (m, 1H), 4,49
u 4,34 (n, J=5,8 I'm, 2H), 4,20 u 3,86 (c, 2H), 2,668 u 2,666 (2c, 3H), 2,47, 2,45 (c, 3H), 1,27 u 1,01 (2x, J=6,8
I'n, 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,18, -121,76;

MC (ES+): 576,6 (M+1), 598,6 (M+Na); MC (ES-): 574,6 (M-1).

Br:
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Cxema 110
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[Monyuenne 1-(2-((2-((3-xm0p-2-hTOpOCH3MIT)aMUHO ) -2-0KCOITHN )((TpaHC)-3-TUAPOKCUINKIOO Y THII)-

aMUHO)-2-0kcoaTrn)- 1 H-unnazon-3-kapookcamupaa (110b).

Cramus 1: noxydenune N-(3-xsop-2-¢propoensnn)-2-(((TpaHc)-3-TuApOKCHINKIOOY THII)aMHUHO )alleTaMHIa
(110a).

Peakums  2-xmop-N-(3-x10p-2-propoensmn)aneramuga (35b) (350 mr, 1,48 mmoms) c¢ (TpaHc)-3-
aMUHOIMKIIOOyTaHON THApoxiopuaa (458 mr, 3,71 MMONB) IO METOAMKE, MPUBEICHHONW JUIS CTAAUU 2 CXEMBI
35, nana nocne oOpabOTKH PEaKIMOHHOW CMECH M OYMCTKU KOJIOHOYHOH (idmni-xpomarorpadueit [CHIMKaresb
(12 1), smoupys EtOAc/MeOH (9:1) B rekcane or 0 mo 60%)] N-(3-xmop-2-dpropbensmn)-2-(((Tpanc)-3-
runpokcuukIo0yTm)amuHo )anetamun (110a) (200 mr, 0,7 MMoits, 47%) B BHIIE JKEITOTO Maca;

MC (ES+): 287,4 (M+1); (ES-): 285,3 (M-1).

Cramqus 2: TTOJTyYICHUE 1-(2-((2-((3-xm0p-2-hTOopOeH3MIT)aMUHO)-2-0KC03THIN ) ((TpaHC)-3-
TUAPOKCUITUKIIOO0YTHI )aMHHO )-2-0KcodTH )- | H-uamazon-3-kapbokcamuma (110D).

Peakmust N-(3-xmop-2-hropben3un)-2-(((TpaHc)-3-ruApOKCUITMKIO0Y T )aMuHO )arieTamuaa (110a) (200
mr, 0,7 mMonb) ¢ 2-(3-kapbamowni-1H-unnazon-1-mn)ykeycnoit kucnoroit (2e) (168 mr, 0,77 Mmmoins) o MeTo-
JIMIKe, TIPUBEACHHOM AJIs CTauy 3 cXeMBbI 2, Jaja mociie 00pab0oTKM peakIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOH Qum-xpomarorpadueit [cumukarens (12 r), amoupyss CMA-80 B CHCl; ot 0 mo 60%] 1-(2-((2-((3-xmn0p-2-
(hTopOeH3MIT)aMITHO )-2-0KCOATH ) ((TpaHC)-3-TUAPOKCHUITUKIOOYTHI ) aMUHO )-2-0Kkco3Ti)- | H-nanazon-3-
kapOokcamun (110b) (92 mr, 27%) B BHIE OIIOT0 TBEPOTO BEIICCTBRA;

'H SIMP (300 MT'n, IMCO-dg) & 8,86 (1, J=5,5 T'x) u 8,43 (t, J=5,7 T'w) (21, 1H), 8,18 (x, J=8,1 T'y, 1H),
7,78-7,64 (m, 1H), 7,63-7,00 (M, 7H), 5,53 u 5,42 (2¢, 2H), 5,12 (g, J=4,0 I'n) u 5,00 (n, J=4,3 T'm) (2n, 1H),
4,96-4,79 (M, 1H), 4,47 (n, J=5,2 Tn) n 4,33 (&, J=5,5 I'n) (2x, 2H), 4,28 u 4,00 (2¢c, 2H), 4,23-4,05 (M, 1H),
2,46-2,30 (m, 1H), 2,28-2,09 (M, 2H), 2,02-1,85 (M, 1H);

PF SIMP (282 MI'i, IMCO-dg) & -121,23, -121,62;

MC (ES+): 488,5 (M+1); (ES-): 486,5 (M-1); [Ha ocHoBanuu SIMP manHOe coeMHEHUE MIPEACTABISAET CO-
001i CMeCh POTAIIMOHHBIX H30MEPOB B COOTHOIIEHNH 4:5].

Cxema 111
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[Monyuenne 2-(3-ametnin-5-(mupunu-3-uiaamMmuHo )- | H-urmon-1-um)-N-(2-((3-x10p-2-GpTopOSH3MIT)aMUHO )~
2-okcoatun)-N-uzonponmianeramuaa (111a).

Peaxmust N-(3-xop-2-propoensmn)-2-(u3onponmiamuno ))anetramuna (19c¢) (50 mr, 0,19 mmons) ¢ 2-(3-
aneTwiI-5-(mipuauH-3-niamuHo)- 1 H-nanon-1-mn)ykcycHoit kucnoroit (107b) (60 mr, 0,19 Mmois) no meroau-
Ke, IPUBECHHON VISl CTaJUH 3 CXEeMBI 2, fana rnocie o0paboTKH peakIMOHHONH CMECH M OYMCTKH KOJIOHOYHOH
¢m-xpomatorpadueii [cunukarens (12 r), amoupys CMAS0 8 CHCI; ot 0 o 30%] 2-(3-anerun-5-(mupuaus-
3-unamuHo)- 1 H-ungon-1-uim)-N-(2-((3-x510p-2-pTopOeH3MI1)aMUHO ) -2 -OKCOITII)-N-H30IpOITHIIale TAM UL
(111a) (40 mr, 0,073 mMmoib, BeIx0A 38%) B BHIE OSIOTO TBEPAOTO BEIIECTBA C METAILTMYCCKUM OTTCHKOM Kak
CMECH POTALMOHHBIX U30MEPOB B COOTHOIIEHUH 2:1;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX pOTanMOHHBIX m30MepoB) O 8,82 u 8,34 (21, J=5,7 I'u, 1H),
8,32-8,23 (M, 2H), 8,21 u 8,16 (2¢, 1H), 7,98 (n, J=2,2 I'u, 1H), 7,96-7,90 (M, 1H), 7,56-6,96 (M, 7H), 5,32 u
5,13 (2¢, 2H), 4,67-4,51 n 4,31-4,18 (2m, 1H), 4,47 u 4,34 (21, J=5,8 ', 2H), 4,18 u 3,85 (2¢, 2H), 2,40 u 2,39
(2¢,3H), 1,251 1,00 (2x, J=6,8 T'u, 6H);

PF SIMP (282 MI'r;, IMCO-dg) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,18, -121,77;

MC (ES+): 550,6 (M+1); MC (ES-): 584,6 (M+Cl).

1€a
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Cxema 112
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[Honyuenue 2-(3-anetin-S-(mupuMuIUH-S - THHIN ) - | H-ramon- 1 -um)-N-(2-((3-xmop-2-

¢TopOeH3MIT)aMruHO)-2-0kcoaTH)-N-u3onponunarneramuzaa (112a).

Peaxius 2-(3-auetmi-5-6pom-1H-ungon-1-ui)-N-(2-((3-x50p-2-PTOpOEH3MIT)aMUHO ) -2 -OKCOITHIT)-N-
usonpommwianeramuaa (90d) (300 mr, 0,56 MMonb) ¢ S-aTHHUIIHPUMUIUHOM (58 Mr, 0,56 MMOJIB) IO METOAMKE,
MIPUBEJICHHON Ha cxeMe 92, nmama mociie 0O0paOOTKH pPEeaKIMOHHOW CMeCH W OYHMCTKH KOJOHOYHOW (hidimi-
xpomarorpadueii [mepBas KoyoHKa: cuiukarens (24 r), smonpys MeOH B CHCl; ot 0 no 20%; BTOpas KOJIoH-
ka: cwmkarens (12 1), smoupys MeOH/EtOAc (9:1) B cmecu rekcanoB ot 0 mo 100%] 2-(3-amerwmi-5-
(mupuMuauH-5-mTHHIT)- | H-rHmo- 1 -10m)-N-(2-((3-x710p-2-hTopOeH3MIT)aMUHO ) -2 -0KCOITHIT ) -N-
m3onpormnaneramu (112a) (13 mr, 0,023 Mmouts, Beixon 4%) B BHAE JKEJITOTO TBEPIOTO BEUIECTBA CMECH IBYX
POTAIOHHBIX H30MEPOB;

'H SIMP (300 MT't, IMCO-dg) & 9,183 1 9,180 (2¢, 1H), 9,054 u 9,052 (2¢c, 2H), 8,84 (t, J=5,8 I'np) u 8,36
(1) (21, 1H), 8,45 (n, J=1,5 T'u, 1H), 8,38 u 8,34 (2¢, 1H), 7,68-6,93 (m, 5SH), 5,41 u 5,22 (2¢c, 2H), 4,65-4,53 n
4,28-4,20 (2m, 1H), 4,52-4,30 (M, 2H), 4,19 u 3,85 (2¢c, 2H), 2,46 u 2,45 (2¢c, 3H), 1,26 (7, J=6,5 I'm) u 1,00 (x,
J=6,8 I'n) (21, 6H);

F SIMP (282 MI', IMCO-de) & -121,18, -121,77;

MC (ES+): 560,61 (M+1); MC (ES-): 594,5 u 596,5 (M+Cl).

Cxema 113
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[Tonyuenne 2-(3-ametnin- 1 H-uamon-1-m)-N-(2-((3-x10p-2-PTOpOESH3MIT)aMIHO )-2-OKCOITHIT)-N-
n3onpommianeramuaa (113b).

Peaxums N-(3-xmop-2-¢propbensmn)-2-(n3onpommiamuHo)aneramuzaa (19¢) (400 mr, 1,55 mmoins) ¢ 2-(3-
anetwi-1 H-unnon-1-mm)ykcycnoii kucioroii (113a) (403 mr, 1,86 MMoIIB) 110 METOIMKE, ITPUBEICHHON IS CTa-
UK 3 cXeMbl 2, naina nocie o0pabOTKH peakIMOHHOM CMECH M OYMCTKH KOJIOHOYHOH (iur-xpomarorpadueit
[cunukarens (24 1), amoupys CMA80 B CHCI; ot 0 no 10%] 2-(3-anetwmn-1H-unrmomn-1-mm)-N-(2-((3-xmop-2-
(ropben3miT)aMiHO )-2-0kco3THn )-N-m3onpormnaneramun (113b) (279 mr, 0,609 mmons, Berxon 39%) B BHIE
OJIeTHO-KENTOT0 TBEPAOTO BEIIeCTBA B OPME CMECH ABYX POTAIIMOHHBIX H30MEPOB;

'H AMP (300 MI'n, IMCO-d) & 8,82 u 8,35 (r, J=5,4 I'm) (27, 1H), 8,32 u 8,27 (2c, 1H), 8,22 (c, 1H),
8,18 (m, J=7,0 T'n, 1H), 7,57-7,34 (M, 2H), 7,29-7,14 (M, 2H, npyroii TpuruieT mepekpbriBacTcs B yKazaHHOU 00-
mactn), 7,00 (1, J=7,9 I'n, 1H), 5,36 u 5,17 (2¢, 2H), 4,65-4,52 u 4,30-4,22 (2m, 1H), 4,48 (m, J=5,6 ['m) u 4,33
(m, J=5,8 Tm) (21, 2H), 4,19 (c) m 3,85 (2¢, 2H), 2,43 u 2,42 (2¢, 3H), 1,25 (1, J=6,3 T'm) u 1,00 (z, J=6,8 ['m) (21,
6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,19, -121,82;

MC (ES+): 458,5 (M+1), 480,5 (M+Na); MC (ES-): 456,5 (M-1), 492,5 (M+Cl).

Cxema 114
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[Monyuenne 2-(3-ameTni-5-(mupuMUInH-S-n1aMuHO )- | H-uHmos- 1 -um)-N-(2-((3-x10p-2-
(hropben3mT)aMiHO )-2-0kcoaTwn )-N-((TpaHc)-3-ruapokcunukiaodyrun)amneramua (114a).
Peakums  N-(3-xnop-2-¢propbensnin)-2-(((Tpanc)-3-ruapokcunukiaodyrmn)amMuHo))aneramuna  (110a) (55
mr, 0,19 mmons) ¢ 2-(3-anetnn-5-(mupuMuanH-5-miamuHo )- 1 H-uanon-1-mn)ykcycHoi kucnortoit (97b) (60 wr,
0,19 MMOJIb) IO METOIMKE, IPUBEJCHHOMN JUIS CTaUK 3 CXeMBI 2, jana nocie 00padoTKH peakOHHOW CMECH H
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OYMCTKH KOJIOHOYHOH (hiami-xpomarorpadueit [cunukarens (12 r), samonpyst CMAS0 B CHCl; ot 0 mo 100%] 2-
(3-anernn-5-(mupumuanH-5-nnamuHo)- 1 H-urnosn-1-mm)-N-(2-((3-xnop-2-¢p TropOeH3nin)aMrHO )-2-0KC O3 THIT )-N-
((rpanc)-3-runpoxcurnukio0yrui)aneramun (114a) (12 mr, 0,021 mmods, Bexon 11%) B Bune Oexoro TBepaoro
BEIIECTBA CMECH POTAIMOHHBIX U30MEPOB B COOTHOIIEHUH 2:1;

'H SIMP (300 MI'u, IMCO-dq) & 8,85 u 8,42 (21, J=5,6 ', 1H), 8,563 u 8,559 (2¢, 1H), 8,49 (c, 1H), 8,46
(c, 2H), 8,22 u 8,17 (2¢, 1H), 8,004 u 7,997 (2¢, 1H), 7,58-7,01 (M, SH), 5,29 (¢) u 5,17-4,79 (M) (c u M, 4H),
4,471 4,35 2n, J=5,8 I'y, 2H), 4,27 1 4,02 (2¢, 2H), 4,24-4,09 (m, 1H), 2,41 u 2,40 (2¢, 3H), 2,28-2,11 (M, 2H),
2,00-1,84 (M, 2H);

PF SIMP (282 MI'i, IMCO-dg) & -121,20, -121,62;

MC (ES+): 579,6 (M+1), MC (ES-): 613,5, 615,5 (M+ClI).

Cxema 115
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[Toyuenne 2-(3-ameTun-5-(mapumMuanH-5-unamMuHo )- 1| H-uamgon-1-mm)-N-(2-((2'-xmop-2-¢ptop-[ 1,1'-

Ooudenm]-3-mr)aMmuHo)-2-okcodTri )-N-uzonponmianetamuaa (115d).

Cramus 1: momyaenune 2-xyop-N-(2'-xmop-2-¢rop-[1,1'-6udenwmn]-3-mr)anetamuna (115b).

K nByxdasnomy pactBopy 2'-xnop-2-¢propoudenmi-3-amuna (115a) (0,8 r, 3,61 MMOIIb, HOTYyYEHHBIH 110
Mmerony, onucaHHoMy Altmann, Eva et al. B MexxayHapoano# nyomukanuun PCT WO 2012/093101) B EtOAc (20
MJI), B HachleHHOM BojHOM pactBope NaHCO; (20 mur) mpubasuium 2-xnopanerwnxiopug (35a) (0,58 mu, 7,22
MMOJIb) U TIEPEMENINBAIN TP KOMH. TeMIL. B TedeHue 2 4. CIou pa3/iesmiin U BOJHBIA CIIOH 3KCTParupoBajn
EtOAc (40 mi). Oprann4eckue CJIOW CMEIIaTd, IIPOMBUIN HACHIIEHHBIM BOJHBIM PacTBOPOM XJIOpHJA HATPHS,
CymiIy, (GUIBTPOBATH W KOHIICHTPUPOBATM B BaKyyMe C ModydeHueM 2-xyop-N-(2'-xmop-2-¢rTop-[1,1'-
oudennn]-3-um)aneramuna (115b) (1 1, Berxox 93%) B Buae 0e1oro TBEPAOTO BEIIECTBA;

'H SIMP (300 M, IMCO-dg) & 10,24 (c, 1H), 8,00 (t, J=7,9 T, 1H), 7,64-7,57 (M, 1H), 7,53-7,39 (M,
3H), 7,28 (11, J=8,0, 1,0 I'y, 1H), 7,19-7,07 (m, 1H), 4,37 (c, 2H);

MC (ES+): 298,3, 300,3 (M+1), 320,3, 322,3 (M+Na); MC (ES-): 296,3, 298,3 (M-1).

Cramus 2: noyaenne N-(2'-xmop-2-drop-[1,1'-6udenmn]-3-mn)-2-(u3onponmnamuHo))anetamuaa (115¢).

K pactBopy 2-xmop-N-(2'-xmop-2-pTopoudenmn-3-nn)aneramuaa (115b) (1,00 r, 3,35 mmomns) B TT'® (30
wut) npubaswim uzonponiamud (0,86 M, 10,06 MMOJIB) M TIepeMeIInBaI MIPU KOMH. TEMII. B TeueHue 24 u.
PeaknoHHYI0 cMeCh BBUIMIIM B HachlIeHHBIH BoaHBIH pactBop NaHCO; (60 mu) m skcrparupoBanu EtOAc
(2x50 mur). Opranudeckue CIIOW CMEIIAIH, MPOMBUTH HACBHIIIEHHBIM BOJHBIM PACTBOPOM XJIOpHAA HATPHS, CY-
MWK, GUIBTPOBAIIH, KOHIEHTPUPOBAIN M OUMIIAIN C IOMOIIBIO ()IIAII-KOJIOHOYHOH Xpomarorpaduu [CHiInKa-
renb (24 r), amoupys EtOAc B rekcane ot 0 mo 100%] ¢ momydenuem N-(2'-xiop-2-propoudennn-3-wm)-2-
(m3omponmmamuHo )aneramuaa (115¢) (520 mr, 1,62 mmois, Berxon 48%) B Bue 0€II0T0 TBEPIOTO BEIICCTBA;

'H IMP (300 MTI', IMCO-ds) (ocHOBHOM pOTAIMOHHBIN m3oMep) O 8,25 (tm, J=7,8, 1,7 T'u, 1H), 7,65-
7,56 (m, 1H), 7,53-7,37 (M, 4H), 7,27 (0, J=8,0, 1,1 I'u, 1H), 7,11-7,02 (M, 1H), 3,30 (c, 2H), 2,79-2,66 (M, 1H),
1,04-0,94 (M, 6H);

MC (ES+) 321,4, 323,4 (M+1), MC (ES-): 355,3, 357,3 (M+Cl).

Cramus 3: momydenue 2-(3-arnetwn-5-(mupumMuanH-5S-uwiaMuHo)- 1 H-uagomn-1-mr)-N-(2-((2'-xmop-2-drop-
[1,1'-6udennn]-3-mr)amuHO)-2-0kcodTr)-N-m3onponmiareramuaa (115d).

Peaxmust N-(2'-xmop-2-drop-[1,1'-6udennn]-3-nm)-2-(uzonponmwiamMuno )aneramuga (115¢) (62 mr, 0,19
MMOJIb) ¢ 2-(3-aneTmi-5-(mupuMuauH-S-unamuHo)- 1 H-uanon-1-mn)ykcycnoit kucmoroit (97b) (60 wmr, 0,19
MMOJIb) TI0O METOJMKE, IPUBEIACHHOMN I CTAIWH 3 CXEMBI 2, naJa mociie 00paboTKH PEaKIIMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH (hami-xpomarorpadueit [cnmmkarens (12 r), amoupys CMA80 B CHCl; ot 0 mo 30%] 2-(3-
aneTwI-S-(MMpUMHUIUH-5 -1unaMuHo )- 1 H-uanon-1-n)-N-(2-((2'-xnop-2-prop-[ 1, 1'-Ondennn]-3-mr)amMmuao)-2-
okcoaTn)-N-m3onpormmnaneramun (115d) (21m r, 0,034 mmonb, Berxon 18%) B Buge Oeioro TBepIOro BEIIECT-
Ba CMECH POTAIMOHHBIX U30MEPOB B COOTHOIECHUH 2:1;
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'H SIMP (300 MI', IMCO-dg) (cMech ABYX pOTAaLHOHHEIX m3oMepoB) & 10,25 u 9,74 (2¢, 1H), 8,56 (c,
1H), 8,52-8,43 (M, 3H), 8,26 u 8,24 (¢, 1H), §,15-7,91 (M, 2H), 7,66-7,36 (M, 4H), 7,32 u 7,22 (2T, J=8,0 ',
1H), 7,18-7,02 (m, 2H), 5,38 u 5,21 (2¢, 2H), 4,75-4,59 u 4,38-4,23 (2m, 1H), 4,47 n 4,10 (2¢, 2H), 2,42 u 2,40
(2¢, 3H), 1,28 u 1,07 (21, J=6,8 T'11, 6H);

MC (ES+); 613,5, 615,7 (M+1), MC (ES-); 611,6, 613,6 (M-1).

Cxema 116

Pd,(dba)s
X-PHOS

Yo Cs,CO;4 Y N/\n/
N/\H,N\)J\H
= 0 CI
HyC N 90d cl 116a

[Monyuenne 2-(3—aI_ICTI/IH-S—(HI/IpI/IMI/I,I[I/IH—2—I/IJ13TI/IHI/IH)- 1H-uanon-1-mm)-N-(2-((3-xmmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkco3THN )-N-u3onponmianeramuaa (116a).

Peaxmmst 2-(3-ametun-5-6pom- 1 H-urmon- 1 -n)-N-(2-((3-x10p-2-GpTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
n3onpornmramneramuaa (90d) (325 mr, 0,61 MMob) ¢ 2-3THHUITHUPUMUAIUHOM (63 Mr, 0,61 MMOJIB) MO METOY,
MIPUBEJICHHOMY Ha cxeme 92, manma mociie oOpabOTKH PEeakIMOHHOW CMECH M OYHMCTKH KOJOHOYHOM (hiam-
xpomarorpagpuei [cunukarens (12 r), amoupys EtOAc/MeOH (9:1) B cmecu rexcanos ot 0 mo 100%] 2-(3-
aneTwI-S-(MpuMUIUH-2 - THHWN)- | H-nanomn- 1 -um)-N-(2-((3-xnop-2-¢h ropOeH3nin)aMuHO )-2-0Kco3THIT )-N-
n3onpommwianeramuy (116a) (14 mr, 0,025 Mmons, Beixoq 4%) B BHIE TEMHO-)KEJITOTO TBEPAOTO BEIECTBA B
(hopme cMecH IBYX pOTallMOHHBIX H30MEPOB;

'H SIMP (300 MT';, IMCO-de) & 8,92-8,80 (M, 2H), 8,59 (T, J=5,0 T') u 8,42-8,29 (M) (T u ™, 2H), 8,51-
8,45 (m, 1H), 7,66-6,93 (M, 6H), 5,42 u 5,24 (2¢c, 2H), 4,67-4,55 u 4,29-4,24 (2m, 1H), 4,52-4,31 (M, 2H), 4,19 n
3,86 (2¢, 2H), 2,47 u 2,46 (2¢, 3H), 1,27 (1, J=6,4 T'u) u 1,01 (u, J=6,8 ['n) (21, 6H);

F SIMP (282 MI', IMCO-dg) & -121,17, -121,75;

MC (ES+): 560,6 (M+1); MC (ES-): 558,5 n 560,6 (M-1).

Cxema 117

F /=N
HoN cw N

117d ”N /WTN\)L i@
HATU, DIPEA
™ o
A ° 117e

[Honyuenue 2-(3-anerui-5- (l'II/IpI/IMI/I,HI/IH -5-unamuHo)- 1 H-uamon-1-mm)-N-(2-((3-xmop-2-
(dbropdennn)amuno)-2-0kcodTHI)-N-n3onmponunaneramua (117e).

Cramuss  1: momydeHue  Tper-OyThi-2-(2-(3-ameTni-5-(mupuMuanH-5-uaaMuHo )- 1 H-unmosn-1-mm)-N-
n3onponuiamneramuzo)amnerara (117b).

Peakmmst Tpet-0yTni-2-(u3onpormiaamuno)arerara (117a) (134 wmr, 0,77 MMOJb, TIOMyYeH 1O METOXY,
npuBeaeHHOMY Brotherton-Pleiss, Christine E. et al. B mexxaynapoasoi myommkanuu PCT 2014049047) ¢ 2-(3-
aneTwI-5-(MIpUMHAIUH-5 -m1aMuHo )- | H-uanon- 1 -un)ykcycHoit kuciotoi (97b) (160 mr, 0,52 MMob) TT0 METO-
JIUKE, MPUBEICHHOM IS CTAAMK 3 CXEMBI 2, aya Tociie 00paObOTKH PEaKIIMOHHON CMECH U OYUCTKU KOJIOHOY-
HOH ¢udmI-xpomatorpadueii [cuiukarens (12 1), amroupyst CMA80 B CHCI; ot 0 no 30%] Tpet-0yTmn-2-(2-(3-
aneTwi-S-(MupUMHIUH-S5-m1aMuHO )- | H-uanomn- 1 -mn)-N-u3zonpommnaneramuzo)anerar (117b) (120 wmr, 0,26
MMOJIb, BEIX0T 50%) B BUie 0€JI0Tr0 TBEPIOTO BEIECTBA C METAIUTHYCCKIM OTTEHKOM;

'H SIMP (300 MT';, IMCO-de) & 8,56 (11, 1=0,9 I'i, 1H), 8,49 (c, 1H), 8,47 (c, 1H), 8,46 (c, 1H), 8,24 (c,
1H), 8,01 (m, J=2,1 I'u, 1H), 7,33 (1, J=8,2 I'u, 1H), 7,16-7,06 (M, 1H), 5,36 u 5,05 (2c, 2H), 4,67-4,52 u 4,34-
4,27 (m, 1H), 4,26 u 3,84 (2¢, 2H), 2,42 u 2,41 (2¢, 3H), 1,51 u 1,36 (2¢, 9H), 1,22 u 1,04 (21, J=6,8 ', 6H);

MC (ES-) 464,5 (M-1).

Cramqus 2: TIOJTy9ICHUE 2-(2-(3-aetna-5-(mupuMuanH-S5-uiamMuHO )- | H-urmon-1-nm)-N-
M30MPOIUIIAIETAMHUIO0 ) YKCYCHOHM KUCIOTHI (117¢).
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Peaxius TpeT-0yTHi-2-(2-(3-aueTun-5-(mupuMuIuH-5-uaMuHo )- | H-uagon-1-mr)-N-
usonpommianeramuo)amnerara (117b) (120 mr, 0,26 mmors) ¢ TOK (0,4 mut, 5,16 MMOJIB) IO METOIMKE, MTPHUBE-
JIEHHOW TS CTaanu’ 2 CXeMBI 2, maja rmocyie o0paboTKu peaKIMoHHOW cMecH 2-(2-(3-ameTni-5-(MupuMHUInH-5-
nnaMuHO )- | H-urmosn-1-um)-N-u3zonponmianetraMuio ) ykecycHyto kucioty (117¢) (120 mr, 0,29 MMob, BBIXO.
114%) cBeTno-opaHXkeBOe CMOIOO0Pa3HOE TBEPAOE BEIIECTRO;

'H SIMP (300 MTI'i, IMCO-dg) & 8,57 (¢, 1H), 8,48 (c, 2H), 8,25 (x, J=1,3 I'y, 1H), 8,01 (1, J=2,2 'y, 1H),
7,36 u 7,34 (2¢, 1H), 7,12 u 7,09 (21, J=1,9 'y, 1H), 5,35 u 5,07 (c, 2H), 4,66-4,54 (M, 1H), 4,35-4,18 (M, 1H),
3,87 (c, 1H), 2,41 n 2,41 (2¢, 3H), 1,23 u 1,04 (2x, J=6,8 'y, 6H);

MC (ES+) 410,5 (M+1); MC (ES-) 408,5 (M-1).

Cramus  3: mosydenune  2-(3-ametwi-5-(mupuMuanH-S-unamMuHo)- 1 H-unmon-1-mm)-N-(2-((3-xmop-2-
dbropderma)aMuHo)-2-0kcoaTi)-N-m3onponmianeramunaa (117¢).

Peakmus 2-(2-(3-anetmn-5-(mupuMuIuH-5-miaMuHO )- | H-nHmo1- 1 -11)-N-U30poniiane TaMuI0 ) YKCy CHOM
kucinoThl (117¢) (50 mr, 0,12 MMons) ¢ 3-xuop-2-propanmwmmaoMm (117d) (0,018 1, 0,122 MMOIIB) MO METOAMKE,
NPUBEICHHOW I CTaAWH 3 CXEeMBI 2, Jaja mociie 0O0pabOTKH PEeaKIMOHHOW CMECH U OYHCTKH KOJOHOYHOMN
¢mm-xpomatorpadueit [cunmkarens (12 1), smompys CMAS0 B CHCIl; or 0 mo 30%)] 2-(3-amermin-5-
(mupuMuauH-5-mnamuHo)- 1 H-uanon-1-mr)-N-(2-((3-xmop-2-dropdenrn)aMmuHo )-2-0KCoITHIT)-N-
m3onpomunaneramug (117e) (25 mr, 0,047 mmons, Berxox 38%) B Buzie 0€I0r0 TBEpAOTO BEIIECTBA C METAJLIH-
YECKHM OTTEHKOM KaK CMECH JABYX POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dg) & 10,33 u 9,84 (2¢, 1H), 8,56 (c, 1H), 8,49 (c, 1H), 8,47 u 8,46 (2¢c, 2H),
8,25 u 8,23 (2¢c, 1H), 8,03-8,00 (m, 1H), 7,97 u 7,79 (21, J=7,6 I'u, 1H), 7,49-7,06 (M, 4H), 5,38 u 5,19 (2¢c, 2H),
4,75-4,58 m 4,37-4,25 (2m, 1H), 4,46 1 4,09 (2¢c, 2H), 2,42 u 2,41 (2¢, 3H), 1,28 u 1,07 (27, J=6,8 I';, 6H);

PF SIMP (282 MI'ni, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -126,50, -126,67;

MC (ES+): 537,6 (M+1); MC (ES-): 535,5 (M-1).

Cxema 118

Ok

r—{ o M Br
>—N (a} 2 |~
2=c " e
” H% “18a
[ M

N o HATL, DIFEA
A 117e AMDA
[Monyuenne 2-(3-ameTrin-5-(mupuMuIrH-5 -utaMuHO )- | H-uamoi- 1 -mm)-N-(2-(((6-0poMmupuanH-2-

WJT)METHIT)aMUHO )-2-0Kcod3Tr )-N-n3onponwianeramuza (118b).

Peaxmmst 2-(2-(3-anernn-5-(mupumMuauH-S-unamMuHo )- 1 H-uumon- 1 -wm)-N-n3omponuiane TaMuI0 ) yKCyCHOH
kucnothl (117¢) (60 mr, 0,15 Mmmons) ¢ (6-OpommupuanH-2-un)meranamuaoM (118a) (27 wr, 0,15 Mmomb) Mo
METOJIMKE, MPUBEJACHHON ISl CTAJANA 3 CXEMBI 2, Jlajia mocjie 00paboTKH peakKIMOHHONH CMECH M OYMCTKH KOJIO-
HOYHOU uduI-xpomarorpadueit [cunukarens (12 1), amoupys CMA80 B CHCI; ot 0 no 30%] 2-(3-anerwmin-5-
(mupumuauH-5-unaMuHo)- 1 H-naon-1-mm)-N-(2-(((6-0poMIupHIHH-2 -1IT)METHIT)aMUHO )-2-0KCOITHIT )-N-
n3onpommwianeramu (118b) (5 mr, 0,086 mmons, Berxon 59%) B BuIe 0€JI0T0 TBEPAOTO BEIICCTBA C METAJUTAYC-
CKHM OTTEHKOM KaK CMECH JIByX POTAllMOHHBIX U30MEPOB;

'H SIMP (300 MI'ty, IMCO-dq) & 8,92 (t, J=6,0 T't, 1H), 8,56 u 8,55 (2¢, 1H), 8,48 (c, 1H), 8,464 u 8,458
(2¢, 2H), 8,24 u 8,19 (2¢, 1H), 8,00 (T, 1H), 7,74 (1, J=7,7 I'n, 1H), 7,62-7,19 (M, 3H), 7,13-7,00 (m, 1H), 5,34 u
5,17 (2c, 2H), 4,67-4,54 u 4,28-4,24 (2m, 1H), 4,48 u 4,34 (21, J=6, 0 'u, 2H), 4,22 u 3,87 (2¢, 2H), 2,40 u 2,39
(2¢,3H), 1,28 u 1,04 (7, J=6,8 I'y, 6H);

MC (ES+): 578,6, 580,6 (M+1); MC (ES-): 576,6, 578,5 (M-1).

Cxema 119
O

OH
N

o}
PAN
HyN N
a

2 \H o F
F: HN N/\n/N\)kN cl
H > ¢ H
o N ) _ =N O
N KeCOs HATU, DIEA |, \
© s /( 118 )

onyuenne  (S)-1-(2-(Brop-0yTmin(2-((3-x10p-2-hTopOeH3MIT)aMHHO)-2-0KCOITHIT)aMUHO )-2-OKCOITHI)-
1H-unnazon-3-kapbokcamuna (119b).

Cranus 1: nomxyuenue (S)-2-(Brop-0yTunamuHo)-N-(3-x10p-2-dropdensmn)aneramua (119a).

Peaxums 2-x10p-N-(3-xsop-2-¢propoensmm)aneramuna (35b) (350 mr, 1,48 Mmmoib) ¢ (S)-OyTaH-2-aMHHOM
(271 wr, 3,71 MMOJIB) IO METOJMKE, MIPUBEICHHON IS CTAAUU 2 CXEMBI 35, mana mocie 00padOTKU PeaKIMOH-
HOH cMecH (S)-2-(BTop-0yTHinaMuHo )-N-(3-xsop-2-¢propoensmn)aneramun (119a) (402 mr, 1,47 MMonb, BEIXOA
99%) B BHIE KENTOTO Macia, KOTOPOE HCIOIH30BAIH Ha CIEAYIOmeH ctaanu 6e3 JOMOJHUTEIEHOW OUUCTKH;

'H SIMP (300 MI', IMCO-dq) & 8,35 (r, J=5,8 ', 1H), 7,52-7,38 (m, 1H), 7,33-7,23 (m, 1H), 7,23-7,09

118b
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(M, 1H), 4,37 (1, J=5,9 ', 2H), 3,13 (c, 2H), 2,46-2,31 (M, 1H), 2,07 (¢, 1H), 1,55-1,30 (M, 1H), 1,30-1,08 (M,
1H), 0,92 (n, J=6,3 T';, 3H), 0,81 (1, J=7,4 T'1;, 3H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,65;

MC (ES+) 273,4 (M+1); MC (ES") 271,3 (M-1);

Cramus  2: momydenue (S)-1-(2-(BTop-0yTmn(2-((3-xmop-2-hTopOeH31T)aMHHO )-2-0KCOITHI ) aMHIHO )-2-
okcoatnn)- 1 H-uanazon-3-kap6okcamuna (119b).

Peaxmust (S)-2-(Brop-0yTriamuno)-N-(3-xmop-2-propoensmn)aneramuaa (119a) (180 mr, 0,66 Mmois) ¢
2-(3-kapbamounn-1H-unmazon-1-mr)ykcycnoit kucmoroit (2¢) (159 mr, 0,73 MMOIIb) 1O METOIUKE, MPUBEACHHON
JUISL CTaaud 3 CXeMbl 2, Jajna TIocie O0paOOTKH PEaKIMOHHOW CMECHM M OYHCTKA KOJOHOYHOW (hIdri-
xpomarorpadueii [cummukarens (12 1), amoupys CMA-80 8 CHCI; ot 0 mo 60%] (S)-1-(2-(BTop-0yTmn(2-((3-
XJIOp-2-(PpTOPOCH3UIT)aMHHO )-2-0KCO3THII)JaMHIHO )-2-0kc0odTwn)- | H-uana3on-3-kapookcamun  (119b) (220 wr,
0,46 Mmmodb, BEIx0 70%) B BHIIE OSIIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MT'n, IMCO-dg) & 8,82 (t, J=5,7 T'x) u 8,35 (t, J=5,9 T'w) (21, 1H), 8,18 (x, J=8,1 'y, 1H),
7,75-7,67 (m, 1H), 7,61-7,00 (m, 7H), 5,68-5,39 (m, 2H), 4,51-3,70 (m, SH), 1,63-0,50 (M, 8H);

F SIMP (282 MI', IMCO) & -121,19, -121,76;

MC (ES+): 474,5 (M+1), 496,5 (M+Na); (ES-): 472,5 (M-1); 518,5 (M+Cl); [Ha ocHoBanuu SIMP nannoe
COCJITHEHUE MIPEICTABISACT COOOM CMECh ABYX POTAIIMOHHBIX U30MEPOB B COOTHOMICHHH 2:1].

Cxema 120

/
N > (0] —— =N
CI/\H/ HATU, DIEA

NH
35b P/ 120a o) 120b

[oxyuenne 1-(2-((2-((3-xsop-2-¢pTopOeH3MIT)aMUHO)-2-0KCOITHIT ) (TIEHTaH-2-H1)aMHHO)-2-0Kcoa T )- 1 H-
uHaa30I-3-kapookcamuaa (120b).

Cranus 1: nomyaenue N-(3-xyop-2-¢pTopoen3mn)-2-(enTan-2-nnamuHo )aeramunaa (120a).

Peaxums 2-xmop-N-(3-xmop-2-dropoensun)aneramuna (35b) (350 mr, 1,48 Mmoinb) ¢ HeHTaH-2-aMHUHOM
(323 wmr, 3,71 MMOJIB) IO METOMKE, IPUBEICHHOM JJI CTaAUU 2 cXeMbl 35, nana mociie 00pabOTKH PeaKIuOH-
HO cmecn N-(3-xmop-2-dropbensnn)-2-(enTan-2-miamuHo)aneramua (120a) (400 mr, 1,4 MMOab, BBIXOT
94%) B BHZE KENTOTO Macia, KOTOPOE HCIOIH30BAIH Ha CIEAYIONEeH cTaanu 6e3 JOMOTHUTEIEHOW OYUCTKH;

'H SIMP (300 MI't, IMCO-dg) & 8,36 (t, J=6,0 ', 1H), 7,53-7,42 (m, 1H), 7,34-7,24 (m, 1H), 7,22-7,11
(M, 1H), 4,37 (m, J=5,8 ', 2H), 3,14 (n, J=2,6 'y, 2H), 2,50-2,42 (M, 1H), 2,06 (c, 1H), 1,40-1,14 (M, 4H), 0,93
(n, J=6,3 T'm, 3H), 0,84 (T, J=7,0 I'u, 3H);

PF SIMP (282 MTI'n, IMCO) & -121,65;

MC (ES+) 287,4 (M+1); MC (ES-) 285,4 (M-1);

Cramust  2: mnomydenue 1-(2-((2-((3-x10p-2-¢pTopOeH3MIT)aMIHO)-2-0KCOATHIT)(TICHTaH-2 -1JT)aMHHO)-2 -
okcoaTn)- 1 H-urnazon-3-kapookcamuna (120b).

Peaxums N-(3-xmop-2-dropbensnin)-2-(nenran-2-uwiaamuno)aneramuaa (120a) (146 mr, 0,51 mmons) ¢ 2-
(3-xapbamomnn-1H-urnazon-1-mwn)ykcycrnoii kucnoroii (2¢) (123 mr, 0,56 MMOJb) O METOIMKE, NMPHUBEACHHOM
Uil cTaauu 3 cXeMbl 2, nana rmocie oOpabOTKM PEeakUHMOHHOW CMECM M OYMCTKH KOJIOHOYHOW (uidIl-
xpomartorpapuer [cunmkarens (12 1), amoupys CMA-80 B CHCI; or 0 mo 60%] 1-(2-((2-((3-xmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOITHI ) (TMIEHTaH-2-WT)aMUHO)-2-0Kkc03ThN )- | H-nHna3on-3-kapookcamun (120b) (174
Mr, 0,36 MMoIb, BeIxo 70%) B BHIe OEIIOTO TBEPOTO BEIIECTRA,;

'H SIMP (300 M, IMCO-dg) & 8,81 (1, J=5,7 T'r) u 8,35 (1, J=5,9 T') (21, 1H), 8,18 (1, J=8,1 ', 1H),
7,71 (c, 1H), 7,57-7,10 (M, 7H), 5,66-5,35 (M, 2H), 4,63-3,67 (M, 5H), 1,45-0,69 (M, 10H);

PF SIMP (282 MI', IMCO) & -121,19, -121,75;

MC (ES+): 488,5 (M+1), 510,5 (M+Na); (ES-): 486,5 (M-1) [Ha ocHoBanuu SIMP nanHoe coenuHeHUE
MIPENICTaBIsIeT COO0H CMECh IBYX POTAIMOHHBIX H30MEPOB B COOTHOIICHNH 3:1].

Cxema 121
ﬁ 3? T
',\‘/\ﬂ/ \)I\ /\©/CI
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N
O s \;( 121a o) 121b
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IMomyuenue 1-(2-((2-((3-xJy10p-2-TOPOCH3NIT)aMHUHO )-2-OKCOITHI ) (4-METHIITIEHTaH-2 -1 )aMUHO )-2 -
okcoaTn)- 1 H-urnazon-3-kapookcamuna (121b).

Cramus 1: momyaerne N-(3-xmop-2-hropoensmn)-2-((4-meTunneHTad-2-mi)aMmuHo )aretamuaa (121a).

Peaxmmst 2-xmop-N-(3-xmop-2-dpropbensun)aneramuna (35b) (350 mr, 1,48 mmoinb) ¢ 4-MeTHIIIEHTaH-2-
amuHOM (375 mr, 3,71 MMOJIB) TIO METOAMKE, IPUBEICHHOW /ISl CTAIUK 2 CXeMBI 35, Tociie 00paboTKH peakin-
OHHOW CMECH W OYHUCTKH KOJOHOYHOH ¢idm-xpomarorpadueit [cumukarens (12 1), smoupys EtOAc/MeOH
(9:1) B rekcane ot 0 mo 60%] mama N-(3-xmop-2-propoenrs3mn)-2-(4-meTunnenTan-2-miaMuHo )areramuz (121a)
(235 wmr, 0,78 Mmmob, BBIX0T 53%) B BHJIE KEJITOTO Macla;

'H SIMP (300 MT'y, IMCO-dg) & 8,35 (t, J=6, 0 ', 1H), 7,55-7,41 (m, 1H), 7,37-7,25 (m, 1H), 7,22-7,12
(M, 1H), 4,45-4,29 (m, 2H), 3,14 (x, J=3,9 ', 2H), 2,54-2,49 (M, 1H), 2,06 (c, 1H), 1,75-1,51 (m, 1H), 1,35-1,13
(m, 1H), 1,13-0,98 (M, 1H), 0,92 (1, J=6,2 I'y, 3H), 0,86-0,77 (M, 6H);

F SIMP (282 MI'n, JIMCO) & -121,63;

MC (ES+): 301,4 (M+1); MC (ES-): 299,4 (M-1);

Cragus  2:  moIydeHue 1-(2-((2-((3-xn0p-2-pTOpOEH3NIT)aMUHO )-2-0KCOITHI ) (4-METHIIIIEHTaH-2-
WJT1)aMHHO)-2-0Kc03TH)- | H-uunaszon-3-kapbokcamuna (121b).

Peakmmst  N-(3-xmop-2-propbensmn)-2-(4-meTnineHrad-2-mwiaMuHo)anetamuna  (121a) (120 wmr, 0,4
MMoIb) ¢ 2-(3-kapoamom-1H-unnazon-1-mn)ykcycHo#t kucioroit (2e) (96 mr, 0,44 MMONB) IO METOTUKE, MTPH-
BEJICHHOW ISl CTaIuU 3 CXEMBI 2, nana mocjiae 00paboTKH peaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpomarorpadueit [cumukarens (12 1), smompys CMA-80 B CHCl; ot 0 mo 60%)] 1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHI )(4-METHIITIEHTaH-2-HJ1)aMIHO )-2-0KcodTHI)- | H-nHma3omn-3-kapbokcamu g
(121b) (142 mr, 0,28 mmoIb, BEIX0 71%) B BHIE O€10TO TBEPIOTO BEIIECTRA,;

'H AMP (300 MI'ty, IMCO-dy) & 8,81 (T, J=5,7 ') u 8,36 (1, J=6,2 I'n) (21, 1H), 8,25-8,11 (m, 1H), 7,72
(c, 1H), 7,57-7,17 (M, 7TH), 5,78-5,25 (M, 2H), 4,66-4,02 (M, 5H), 1,56-0,63 (M, 12H);

PF SIMP (282 MI', IMCO) & -121,17, -121,72;

MC (ES+) 524,6 (M+Na); (ES-): 500,5 (M-1); [Ha ocHoBanuu SIMP nanHoe coeMHEHHE TPEICTABIIICT
c000if cMech IBYX POTAIMOHHBIX H30MEPOB B COOTHOIIEHHUH 4:1].

Cxema 122

o
Ar "N M

2
122b

OH

122a

Momyuenne  (R)-1-(2-((2-((3-x710p-2-PpTOpOEH3MI)aMUHO )-2-0KCOITHI)( 1 -IUKITOTIPONHII THI ) aMHHO ) -2 -
okcoaTn)- 1 H-urnazon-3-kapookcamuna (122b).

Cranus 1: noxyaenue (R)-N-(3-xmop-2-propobensmn)-2-(( 1 -muxaonponmnTiir)aMuHo )ateramua (122a).

Peakmmst  2-06pom-N-(3-xmop-2-¢propbensmin)aneramuaa  (69b) (323 wmr, 1,16 mmoms) ¢ (R)-1-
UKIOTpoiIdTaHaMUHOM (99 Mmr, 1,16 MMOJIB) IO METOAMKE, IPUBEICHHOM A CTamuu 2 CXeMbI 35, 1ana mo-
ciie o0padotkn peakuuoHHo cMecH (R)-N-(3-xmop-2-dropoensni)-2-((1-IuKIonponuiIdTHI)aMHHO )alle TaM UL
(122a) (310 mr, 1,09 mmob, BeIxon 94%) B BUIe KENTOrO Maciia, KOTOPOE HCIHOIB30BaJM B TaKOM BHAe 0e3
JOTIOTHUTENbHON OUNCTKH;

MC (ES+): 285,4 (M+1).

Cramqus 2: TOJTy9ICHUE (R)-1-(2-((2-((3-xy0p-2-propOeH3nm )aMuHo )-2-0kcodTHI)(1-
IUKIIOTIPOTIHIIITHIT ) aMHHO )-2-0kcodTvi) - | H-uaaazon-3-kapookcamuna (122b).

Peaxmms (R)-N-(3-xi0p-2-propoensmn)-2-((1-uuknonponmmatiin)aMmuHo ))aneramuaa (122a) (310 mr, 1,09
MMoIb) ¢ 2-(3-xap6amoni-1H-nnnazon-1-mm)ykcycHoit kucnoroit (2e) (286 mr, 1,31 MMoiip) Mo MeToamMKe,
NPUBEJICHHON JUIA CTQAMU 3 CXeMBl 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM
¢mm-xpomatorpadueii [cunukarens (40 1), amoupys MeOH B CHCI; ot 0 1o 10%] (R)-1-(2-((2-((3-x710p-2-
(TopOeH3MIT)aMIHO)-2-0KCcodTHI )( 1 -IUKIONIPOIMIIITHIT)aMUHO )-2-0Kco3THI)- | H-nHnaszon-3-kapookcamus
(122b) (0,251 r, 0,517 mmounb, Beix0 47,4%) B BHIEC OCIOTO TBEPAOTO BEIICCTBA KAK CMECH JIBYX POTAIIMOHHBIX
H30MEPOB;

'H AMP (300 MI'ty, IMCO-dy) & 8,82 (1, J=5,7 I'p) u 8,29 (1, J=5,9 I') (21, 1H), 8,23-8,12 (M, 1H), 7,73
u 7,69 (2c, 1H), 7,59-6,96 (m, 7H), 5,68-5,39 (M, 2H), 4,46 (1, J=5,5 T'n) u 4,39-4,26 (M) u 3,96 (c) (1 u M, H c,
4H), 3,80-3,62 u 3,60-3,46 (2m, 1H), 1,27 (1, J=6,4 I'n) u 1,03 (n, J=6,8 I'n) (21, 3H), 1,15-0,79 (M, 1H), 0,61-
0,00 (M, 4H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,75;

MC (ES+): 486,5, 488,5 (M+1), 508,5, 510,5 (M+Na); MC (ES-): 484,5 (M-1), 520,5, 522,5 (M+Cl).
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Cxema 123
; ¢ N A/
Cl A/ HN

F. H

H N
H\:© NH2 NH F N/\n’ \)k
N - =

Br/\g/ K,COs3 HATU, DIEA
cl

69b 123a ) 123b

[Monyuenne (S)-1-(2-((2-((3-xmop-2-hTOpOeH3MIT)aMUHO )-2-0KCOITHI ) ( | -IIUKIIOTIP OITMIII THIT)aMHUHO ) -2 -
okcoatnn)- 1 H-uanazon-3-kapo6okcamuna (123b).

Cramus 1: momyaenue (S)-N-(3-xyop-2-propoensun)-2-(( 1 -nukmonponmid T ) aMuHo )arietamuaa (123a).

Peakmust  2-6pom-N-(3-x50p-2-pTopoersmn)aneramuaa (69b) (355 wmr, 1,27 wmmoms) ¢ (S)-1-
nukIonpormmwidTaHaMuaoM (108 Mmr, 1,27 MMONB) IO METOIWKE, MPUBEACHHON UIS CTaauu 2 cxXeMbl 35, nana
nociue 00paboTKH peaKIMOHHON cMmecH (S)-N-(3-xnop-2-¢propbenzmm)-2-((1-
UKJIOTPOTIAIATIIT )aMuHO )arieTamu (123a) (354 mr, 1,24 MmMons, Beixoa 98%) B BHIIE TYCTOTO JKEJITOTO MAacia,
KOTOpOE OBLJIO MCIOJIF30BAaHO B TAKOM BHJIC Ha CIICAYIOIICH CTAIHM;

MC (ES+): 285,4 (M+1); MC (ES-): 319,3 (M+Cl).

Craaus 2: HOIy4YeHue (S)-1-(2-((2-((3-x10p-2-PpropOeH3mIT)aMIHO)-2-0KcodTHI)( 1 -
UKJIOTIPOTIAIITIII )aMHHO )-2-0Kkc0odTwn) - | H-mHna3on-3-kapookcamuna (123b).

Peaxmmst (S)-N-(3-xmop-2-hropoensmn)-2-((1-mukaonponuadtui))aMmuHo )arieramuaa (123a) (350 mr, 1,23
MMoJIb) ¢ 2-(3-kapbamowi-1H-unna3on-1-nn)ykcycHoi kuciotoi (2¢) (323 wr, 1,48 MMoInb) 1Mo METOIUKE,
MIPUBEJICHHON IS cTaguu 3 cXembl 2, Jaja Tmociie 00pabOTKH peaKIMOHHOW CMECH M OYHCTKH KOJOHOYHOH
(m-xpomartorpadueil [mepBas KONOHKA: CHIIAKArels, (24 r), smonpys MeOH B IXM ot 0-20%; BTOpas xo-
JIOHKA CHJIMKarensb, (24 r), smoupyst MeOH B CHCI; ot 0-10%)] (S)-1-(2-((2-((3-x10p-2-hTopbeH3nir)aMiuHo )-2-
0oKco3THN)( | -IUKIOTPOTMIIITHIT )JaMUHO )-2-0kco3Thn)- | H-uanazon-3-kapookcamun  (123b) (0,079 r, 0,163
MMOJIb, BEIX0[T 13%) B BUzie 0€JI0r0 TBEPIOro BeliecTBa B POPME CMECH ABYX POTALIMOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dy) & 8,83 (1, J=5,7 I'p) u 8,30 (1, J=5,9 I'np) (2t, 1H), 8,21-8,15 (m, 1H), 7,73
u 7,70 (2¢, 1H), 7,62-6,96 (M, 7H), 5,70-5,36 (M, 2H), 4,46 (n, J=5,5 T'n) u 4,36-4,26 (M) u 3,97 (c) (nu M, u c,
4H), 3,80-3,63 u 3,59-3,45 (2m, 1H), 1,28 (&, J=6,5 T'w) u 1,03 (x, J=6,8 I'm)(21, 3H), 1,15-0,79 (M, 1H), 0,6 ot 0
1o -0,02 (m, 4H);

PF SIMP (282 MI'i, IMCO-dg) & -121,19, -121,75. MC (ES+): 486,5 (M+1), 508,5 (M+Na); MC (ES-):
484,51 486,5 (M-1), 520,5 (M+Cl).

Cxema 124
4]
f
CONHa NHz
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\@\/g NH;OH O’_& OtBu kS ToK
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NH

L8]
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]
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Q
124UL€H
IMEA

[Tonyuenne 5-6poMm-1-(2-((2-((3-x710p-2-PTOPOECH3MIT)aMUHO )-2-0KCOITHI )( U30TTPOITHIT ) aMHUHO )-2 -
okcoatnn)- 1 H-uanon-3-kapbokcamuna (124e).

Cramus 1: moyaenne 5-6pom-1H-unnomn-3-kapbokcamuaa (124b).

Peaxmmst 5-6pom-1H-unnon-3-kapborutpuna (124a) (1,38 1, 6,22 MMoIb) ¢ THAPOKCHAOM aMMoHHuSA (4,85
M1, 124 MMouTb) 1 TiepokcuaoM Boxopoaa (1,9 M, 62,2 MMOITB) TIO METOTY, MPUBEIACHHOMY JIJISI CXeMBI 65, naia
nocsie 00paboTKK peakunoHHO# cMecu 5-0pom-1H-nnmon-3-kapbokcamun (124b) (1,2 1, 5,02 MMonb, BEIXOA
81%) B Buze 0estoro TBEpIOr0O BELIECTBA C METAJNTMYECKUM OTTEHKOM;

MC (ES+): 239,2, 241,2 (M+2), MC (ES-): 237,1, 239,1 (M-2).

Cranus 2: noxydeHue Tper-0ytmi-2-(5-0pom-3-kapoamoni-1 H-unnon-1-n)anerara (124c).

Peaxums 5-6pom-1H-unnon-3-kapookcamuna (124b) (1,2 r, 5,02 Mmons) ¢ Tper-OyTHi-2-6poMarierarom
(1,11 mm, 7,53 MMois), ucionb3ys kapoOonat kamus (1,39 r, 10,04 MMOB) B Ka4eCTBE OCHOBAHHS IO METOIY,
MIPUBEJICHHOMY JUIA cTaauu 1 cxembl 45, nana mocie oOpabOTKH PEaKIMOHHONW CMECH M OYHCTKH KOJIOHOYHOH
¢mm-xpomarorpadueii [cunmmkarens (40 r), amoupys CMAS80 8 CHCI; ot 0 no 15%] tper-Oytun-2-(5-6pom-3-
kapbamomni- 1 H-unnon-1-mn)anerar (124¢) (970 mr, 2,75 mmonb, Berxon 55%) B Buae 6esioro TBEpIOTO BEIECT-
Ba C METAJUIMYECKIM OTTCHKOM;
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'H SIMP (300 MTI'ti, IMCO-dg) & 8,36-8,27 (m, 1H), 8,00 (c, 1H), 7,54 (yur.c., 1H), 7,43 (uz, J=8,8, 0,6
I'u, 1H), 7,33 (an, J=8,7, 2,0 I'n, 1H), 6,96 (ym.c., 1H), 5,10 (c, 2H), 1,42 (c, 9H);

MC (ES+): 353,4, 355,4 (M+2), MC (ES-): 351,3, 353,3 (M-1).

Cranus 3: nomxydenue 2-(5-6pom-3-kapbamoni- 1 H-unnon-1-un)ykeycnoit kucnotsl (124d).

Peakmmst Tpet-OyTHin-2-(5-6pom-3-kapbamown- 1 H-ungomn-1-mn)anerara (124¢) (500 mr, 1,42 mMmonb) ¢
TOK (2,18 M, 28,3 MMOITB) TI0 METOIMKE, PUBEACHHON JIJISl CTAAWK 2 CXeMBI 2, naya mocie oOpaboTKu peak-
IIUOHHON cMecu pactupanusi ceiporo mpoaykra ¢ 30% EtOAc-rexcan (10 mi) 2-(5-6pom-3-kapbamon-1H-
uHpoI-1-mn)ykcycHyro kucnory (124d) (420 mr, 1,41 mmons, Beixon 100%) B BHe CBETIIO-OpAaHKEBOTO TBEPIO-
r'O BEIIECTRa;

'H SIMP (300 MI'u, IMCO-dg) & 13,24 (ym. c., 1H), 8,31 (1, J=1,9 T'u, 1H), 8,01 (c, 1H), 7,65-7,38 (M,
2H), 7,32 (nm, J=8,7, 2,0 T'y, 1H), 6,97 (c, 1H), 5,10 (c, 2H); MC (ES+): 297,2, 299,3 (M+2); MC (ES-); 295,2,
297,2 (M-2).

Cranus 4: nomyuyenune 5-6pom-1-(2-((2-((3-x310p-2-pTopOEeH3MI1)aMUHO)-2-0KCOITHIT ) (M30IPOITHII)aMHHO ) -
2-okcoatn)-1H-unnon-3-kapbokcamuna (124e).

Peaxums 2-(5-6pom-3-kapoamomnit-1 H-unmon-1-mn)ykeycnoit kucnotst (124d) (400 mr, 1,35 mmonb) ¢ N-
(3-xyop-2-¢propoensnin)-2-(n3onponmnamMuHo))anetamunoM (19c) (348 mr, 1,35 MMonbp) Mo MeToauKe, MpHBe-
JNCHHOM I cTaauy 3 CXeMbl 2, Jaja Imoclie 00pabOTKU peakIUOHHOW cMmecu S-Opom-1-(2-((2-(3-xmop-2-
(hTopOEH3NITAMITHO )-2-0KCOITHII )( 30TIPOIIHI ) aMHHO )-2-0kcodTH)- | H-uanomn-3-kapbokcamun (124e) (0,52 1,
0,967 mmoms, Bexox 71,8%) B Buae 6€IOr0 TBEPAOTO BEIIECTBA CMECH ABYX POTAIIHOHHBIX H30MEPOB;

'H SIMP (300 MT'1;, IMCO-dg) (cMech ABYX POTAIHOHHBIX H30MepoB) & 8,81 (T, J=5,7 ') u 8,34-8,27 (M)
(tr u ™M, 2H), 7,97 (¢, 1H), 7,59-6,76 (m, 7H), 5,32 u 5,14 (2c, 2H), 4,62-4,51 u 4,28-4,21 (2m, 1H), 4,46 u 4,32
(2m, J=5,6 T'y, 2H), 4,15 u 3,83 (2¢, 2H), 1,23 1 0,98 (21, J=6,8 I'u, 6H);

PF SIMP (282 MI'i;, IMCO-dg) (cMech IBYX POTAaIHOHHBIX H30MepoB) & -121,22 u -121,76;

MC (ES+): 561,4 (M+23), MC (ES-): 571,4, 573,3 (M+Cl).

Cxema 125
R
Q N
N N
/\n/N \)J\ cho3 PA(PPhy), o % /\[or H/F\/Q
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NG
IMomyuenue 1-(2-((2-((3-x510p-2-hTOPOESH3NIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) aAMHHO ) -2 -OKCOITHI)-5-

(mmpumuauH-5-un)- 1 H-uanon-3-kapbokcamuna (125a).

Peakmmst  5-6pom-1-(2-((2-((3-xs10p-2-¢hTOpOCH3MIT)aMHUHO )-2-0KCOITHIT ) (M30IPOITHIT ) aAMHHO ) -2 -OKCOITHI) -
1H-unnon-3-kapbokcamuga (124e) (120 mr, 0,22 MMOJIb) ¢ TUPUMUANH-5-HIO0pOHOBOH KucnoTo# (33 mr, 0,27
MMOJIb) TI0 METOJIMKe, puBeaeHHON Ha cxeMe 100, mana mocine 0OpaboTKK peaKIMOHHONW CMECH M OYUCTKH KO-
JOHOYHOH Qunm-xpomaTorpaduer [cumukarens (12 1), samoupyst CMA80 8 CHCl; ot 0 no 30%] 1-(2-((2-((3-
XJI0P-2-PTOPOESH3IIT)aMHHO )-2-0KCOITHI )(M30TIPOTIFIT ) aMHHO )-2-OKCOITHI) -5 -(TTUpuMuANH-5-1)- | H-uHmosn-3-
kapOokcamuy (125a) B Bue 6€J10T0 TBEPIOTO BEIIECTBA CMECH POTAIIMOHHBIX N30MEPOB B COOTHOIIIEHUH 2:1;

'H SIMP (300 M, IMCO-d) & 9,167 u 9,161 (2¢, 1H), 9,138 u 9,131 (2¢, 2H), 8,83 u 8,33 (2T, J=5,7
I'u, 1H), 8,45 (c, 1H), 8,01 u 7,99 (2¢, 1H), 7,74-6,80 (M, 7H), 5,37 u 5,19 (2¢, 2H), 4,65-4,53 u 4,31-4,20 (2m,
1H), 4,48 n 4,33 2z, J=5,6 I'n, 2H), 4,18 u 3,85 (2¢, 2H), 1,25 u 1,00 (27, J=6,6 'y, 6H);

F SIMP (282 MI'n, IMCO-dg) & -121,21 u -121,79;

MC (ES+) 537,5 (M+1), 559,5 (M+23), MC (ES-) 571,5 (M+Cl).

Cxema 126
N
Q N\/LL
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Monyuenne 1-(2-((2-((3-xmop-2-hTOpOEH3NIT)aMHHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(2-
(nuMeTHIaMIHO )TUpUMUTIH-5-11)- 1 H-unmon-3-kapookcamunaa (126a).

Peakmmst  5-6pom-1-(2-((2-((3-xs10p-2-¢hTOPOCH3MIT)aMIUHO )-2-0KCOITHIT ) (M30IPOITHIT ) aAMHHO ) -2 -OKCOITHI) -
1H-unnon-3-kap6okcamuna (124¢) (120 mr, 0,22 MMoIIb) ¢ 2-(TUMETHIIAMUHO )TUPUMHTUH-S-HIOOPOHOBON KH-
cioroit (45 mr, 0,27 MMoIp) IO MeTOAMKe, puBeneHHONW Ha cxeme 100, nana mocie oOpabOTKM PeaKMOHHOM
CMECH M OYHCTKH KOJIOHOYHOH (uani-xpomarorpadueit [cnmkarens (12 1), amoupys CMA80 8 CHCI; ot 0 no
40%] 1-(2-((2-((3-x10p-2-pTOPOEH3MIT)aMUHO ) -2 -OKCOITHIT ) (M30IIPOIILIT ) aMHHO )2 -OKCOATHII)-5-(2-
(mumeTnnaMuHO ) TUpUMHUANH-5-1n)- | H-uamon-3-kapookcamun (126a) (85 mr, 0,15 mmous, Bexon 66%) B BHUIE
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66)101"0 TBEPAOTO BEHIECCTBA CMECU POTALIMOHHBIX U30MEPOB B COOTHOLICHUN 2: 1;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,82 (t, J=5,8 T, 1H), 8,66 (c, 2H), 8,37-8,23 (m, 1H), 7,99-7,90 (M,
2H), 7,66-6,72 (m, 6H), 5,33 u 5,15 (2c, 2H), 4,64-4,51 u 4,28-4,.22 (2m, 1H), 4,48 u 4,32 2z, J=5,8 T, 2H),
4,17 u 3,84 (2¢, 2H), 3,178 u 3,172 (2¢, 6H), 1,24 u 0,99 (21, J=6,8 'y, 6H);

PF SIMP (282 MI', IMCO-dg) & -121,21 u -121,77;

MC (ES+): 580,6 (M+1); MC (ES-): 614,6 (M+CI).

Cxema 127

cho3 Pd(PPhy), / N/\n’
N
/,:Q ) CI
Cl 127a

[Tonyuenne 1-(2—((2-((3—xnop-2—d)Top6eH3Hn)aMHHo)-2—OKcoaTI/m)(Hsonponﬂn)aMHHo)—Z—0KC03THH)—5—(6-
drop-S-mernnmmupuann-3-un)- 1 H-uamon-3-kapookcamuna (127a).

Peakmmst  5-6pom-1-(2-((2-((3-x510p-2-PTOpOESH3 I )aMIHO )-2-OKCOITHI ) (M30TIPOTIFIT )aMHHO )-2-OKCOITHI) -
1H-unnon-3-kapbokcamuna (124e) (120 mr, 0,22 MM0ITB) ¢ 6-OTOP-5-METHIITUPUANH-3-HIOOPOHOBOM KUCIOTON
(0,041 , 0,268 MMoITB) TIO METOAWKE, NMpUBeIeHHOH Ha cxeMe 100, ganma mociie 06paboTKH peakKIMOHHON CMecH
Y OYMCTKH KOJIOHOYHOH (udmI-xpomarorpadueit [cunukarens (12 ), samronpyst CMA80 B CHCI; ot 0 o 30%)]
1-(2-((2-((3-x10p-2-pTOpOEH3MIT)aMUHO ) -2-OKCOITHI ) (M30TIPOITHIT ) aMHHO )-2-0KCOATII)-5-(6-TOp-5-
MeTWIMUPUIUH-3-11)- 1 H-nanon-3-kapbokcamun (127a) (95 mr, 0,17 MMonb, Bexox 75%) B Bune Oesoro TBep-
JIOTO BEIIECTBAa CMECH POTAI[MOHHBIX H30MEPOB B COOTHOIICHNH 2:1;

'H SIMP (300 MI';, IMCO-de) & 8,83 (1, J=5,7 I';, 1H), 8,40-8,29 (M, 2H), 8,17-8,08 (m, 1H), 7,98 u 7,97
(2¢, 1H), 7,61-7,34 (m, 5SH), 7,22 u 7,03 (21, J=7,8 ', 1H), 6,94 (yw. c., 1H), 5,35 u 5,18 (2¢, 2H), 4,66-4,52 n
4,30-4,22 (2m, 1H), 4,48 u 4,33 (1, J=5,6 'y, 2H), 4,18 u 3,85 (2¢, 2H), 2,34 (¢, 3H), 1,24 u 1,00 (1, J=6,8 'L,
6H);

YF gMP (282 MTI't, AMCO-dg) (cMech ABYX pOTaIMOHHBIX H30MepOB) & -76,98, -121,21 n -121,78;
MC (ES+): 568,6 (M+1), 590,5 (M+23), MC (ES-): 602,5 (M+Cl).
CxeMa 128

AN

Pd,(dba)s '?‘
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[Monyuenne 2-(3-ametni-5-(mupunasun-3-unamMuHo )- 1 H-uamgon-1-mm)-N-(2-((3-xmop-2-
(TopOeH3mIT)aMruHO)-2-0KkcoaTH)-N-u3onponunareramuzaa (128c).

Cramust  1: momydeHune TpeT-OyTmi-2-(3-auermn-5S-(nmupuaasun-3-mwiamuno)-1 H-unnon-1-mm)anerara
(128a).

Peakums Tper-0yTni-2-(3-anermi-5-6pom-1H-nanon-1-nmanerara (90b) (1,0 r, 2,84 MMonb) ¢ nupuna-
3uH-3-amuHOM (0,41 T, 4,26 MMOJIB) IO METOAMKE, MIPUBEICHHON I cTaanu 1 cxemsl 97, nana mocie oopadboT-
KU PEaKIMOHHOW CMECH M OYMCTKU KOJIOHOYHOW (himmi-xpomarorpadueii [cunmkarens (40 1), amroupyst CMAS0
B CHCI; ot 0 mo 20%] tpet-O0yTmin-2-(3-anetnin-5-(nmupuaa3us-3-mwiaMuHo)- | H-uanon-1-mm)amerar (128a) (180
Mr, 0,49 MMoIb, BeIXoA 17%) B BHIIE CBETIIO-)KEITOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-d) & 9,22 (c, 1H), 8,61 (n, J=4,6 T'u, 1H), 8,45-8,35 (m, 1H), 8,27 (c, 1H),
7,73 (mn, J=8,9, 2,1 I'n, 1H), 7,47-7,32 (m, 2H), 7,12-7,02 (M, 1H), 5,09 (¢, 2H), 2,43 (c, 3H), 1,44 (c, 9H);

MC (ES+): 367,5 (M+1); 389,5 (M+Na); (ES-): 365,4 (M-1).

Cramuss  2: momydenue 2-(3-ametwin-5-(mupunasus-3-miaMuHo)- 1 H-uHa071-1-11)yKCyCHOM  KHCIIOTHI
(128b).

Peakumst Tper-OyTnn-2-(3-anerun-5-(nmupuaasun-3-miamuno)- 1 H-uanon-1-mn)anerata (128a) (120 wr,
0,33 mmoms) ¢ TOK (0,63 M, 8,19 MMOIIB) IO METOAMKE, IPUBEACHHON JUIS CTaIUU 2 CXEMEI 2, 1aia mocjie 00-
paboTku peakuMOHHOM cmecH 2-(3-aneTwi-5-(mupuaasuH-3-unaMuHo)-1H-uamon-1-mn)ykeycHylo  KHCIOTY
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(128b) (0,12 r, 0,28 MMoOB, BEIXO 88%) B BHIE CBETIIO-OPAaHKEBOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MT'y, IMCO-dg) & 13,45 (ym. c., 1H), 10,24 (c, 1H), 8,76 (z, J=4,7 I'n, 1H), 8,38 (1, J=2,3
I'u, 2H), 7,81 (mn, J=9,3, 4,5 ', 1H), 7,62-7,43 (M, 2H), 7,32-7,10 (M, 1H), 5,15 (¢, 2H), 2,44 (c, 3H);

MC (ES+): 311,4 (M+1); (ES-): 309,4 (M-1).

Cramus 3: momydenwe  2-(3-ametwin-5-(mupunasus-3-unamuHo)- 1 H-unmon-1-mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkco3THI )-N-u3onponmianeramuaa (128c).

Peaxmms 2-(3-amernn-5-(nmupunasun-3-mwiamMuHo)- 1 H-uaaom-1-mn)ykcycnoit kucnotsl (128b) (60 mr, 0,19
MMouTb) ¢ N-(3-xmop-2-dpropbensnn)-2-(n3onponminamuno )areramuioMm (19¢) (50 mr, 0,19 MMomb) Mo MeToaAM-
Ke, IPUBEICHHOW I CTaJANH 3 CXeMBI 2, Jana mocjie 00pad0TKH PEaKIMOHHON CMeCH M OYUCTKH C TTOMOIIBIO
(1I-K0MOHOYHOHM XpoMarorpaduu [cummkarens (12 1), amoupys CMA-80 B CHCl; 0-100%] 2-(3-ametwnn-5-
(tupunasun-3-wnamuHo)- 1 H-uamomn-1-mwr)-N-(2-((3-xmmop-2-pTopOeH3MIT)aMHHO )-2 -0KCO3THIT)-N-
u3onpommwitaneramu (128c¢) (54 mr, 0,098 mmonb, Berxox 51%) B Buae 0eJIoro TBEpAOTO BEIIECTBA ¢ METAJLIH-
YECKHM OTTCHKOM KaK CMECH JBYX POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MI't, IMCO-dq) & 9,20 (c, 1H), 8,82 u 8,34 (21, J=5,7 T', 1H), 8,65-8,55 (m, 1H), 8,40 (M,
1H), 8,23 u 8,17 (2¢, 1H), 7,65 (an, J=8,8, 2,2 I'n, 1H), 7,57-7,34 (M, 4H), 7,27-7,17 (M, 1H), 7,12-7,02 (M, 1H),
5,33 u 5,15 (2¢, 2H), 4,65-4,53 u 4,31-4,21 (2m, 1H), 4,48 u 4,35 (2n, J=5,8 'y, 2H), 4,19 u 3,86 (2¢, 2H), 2,42
u 2,41 (2¢, 3H), 1,26 u 1,00 (21, J=6,8 ', 6H);

PF SIMP (282 MI't, IMCO-dg) & -121,18 u -121,86;

MC (ES+): 551,6 M+1), MC (ES-): 585,5 (M+Cl).

Cxema 129

P G
o N cl
CHy \r N ~ o
MeO:C MeG,C N
B 19c ,—N/Er N LiOH
N
o HATU, DIPEA F
129a L‘gH V@A ROy 129b cl
HOLC @ e 9
2
NﬁrN\)tN DPPA O N/\H/N\)J\N
= 3 H TEA = 0 H F
F
HsC 5 129¢ cl q HsC Y 1954 Cl
NH, oM .
HN
N
L Cang e
TEA =l 0 .
HsC 129¢
TN, cl
[Monyuenne 2-(3-anetmin-5-(3-nukmonponmrypeno)- 1 H-uagomn-1-wmm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkco3TH )-N-u3onponmianeramuaa (129¢).
Cramqus 1: TIOJTy9IeHUE MeTmit-3-anetui-1-(2-((2-((3-xmop-2-hTopOeH3mIT)aMUHO ) -2 -

OKCO3THIT)(M30TIPOITHIT)aMUHO )-2-0Kc03THN )- | H-mHm011-5-kap6okcunaTa (129b).

Peaxmust 2-(3-anetmin-5-(metokcukapOonmn)- 1 H-unmon-1-mn)ykcycHoit kucnotel (129a) (154 wmr, 0,56
MMOJIb, TIOJIYI€HHOH TI0 MeTOAy, ipuBeneHHOMY Altmann, Eva et al., B MexnyHapoano# my6nukamuun PCT WO
2012/093101) ¢ N-(3-xmop-2-¢propdbensmn)-2-(n3onponuiamMuHo ))aneramuaom (19c) (174 mr, 0,67 MMois) 10
METOJIMKE, MPUBEACHHOM U CTaMM 3 CXEeMBI 2, ana rnocie o0padoTKH peakIMOHHON CMECH M OYHMCTKH C TI0-
MOIIBIO (MIIAII-KOJIOHOYHON Xpomarorpadun [cunukarens (12 r), samoupys MeOH B CHCI; 0-10%] metun-3-
anetmi-1-(2-((2-((3-xmop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT ) M30IPOTIHIT)aMUHO ) -2 -0Kco3THI ) - | H-nHmomn-5-
kapOoxkcmiar (129b) (261 wmr, 0,51 mmons, Bexoq 90%) B BUIE CBETIO-KOPHUYHEBOW CMOJIEI;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,87 (1, J=0,6 ') u 8,86 (1, J=0,6 T'm) (21, 1H), 8,82 (1, J=5,7 I'n)) u
8,34 (2t1, 1H), 8,40 u 8,36 (2¢, 1H), 7,85 (ux, J=8,7, 1,7 T'm) u 7,79 (an, J=8,7, 1,7 T'n) 2nx, 1H), 7,63-6,93 (m,
4H), 5,42 u 5,23 (2c, 2H), 4,68-4,51 n 4,28-4,18 (2m, 1H), 4,33 (x, J=6, 1 T'm) u 4,25 (n, J=6,3 T'm) (21, 2H), 4,19
u 3,85 (2¢, 2H), 3,884 u 3,878 (2¢, 3H), 2,47 u 2,45 (2¢, 3H), 1,27 (n, J=6,4 T'm) u 1,00 (x, J=6,8 T'm) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,76;

MC (ES+): 516,5 (M+1), MC (ES-): 514,5 (M-1).

Cramus  2: momydenue 3-anetiii-1-(2-((2-((3-x10p-2-hTopOSH3MIT)aMHUHO)-2-0KCOITHIN ) (M30TIPOITHIT )-
aMUHO)-2-0kc03TrN)- | H-uHmon-5-kap6oHoBoii kuciotsl (129¢).

K pactBopy metun-3-anetwi- 1-(2-((2-((3-xsop-2-pTopOeH3 w1 )aMIHO )-2-0KCOITHI ) ( U30TIPOTIHIT ) aMHHO ) -2 -
okcoatmn)- 1 H-uanon-5-kap6okcunara (129b) (560 mr, 1,09 mmons) B TT® (8 mur) m MeOH (8 mur) mpubaBmmu
pacTBop rumpara ruapokcuaa guts (279 mr, 6,51 MMois) B Boze (8MI1) U IepeMenINBaIU IPH KOMHATHON TeM-
neparype B TeueHue 3 nHell. PeaknmoHHyIo cMech KOHIEHTpupoBainu i yaaiteHus TI'® u MeOH, pa3oasuinu
Bojo# (4 mu), moaxucauan 4 N HCl u monmydeHHoe TBepJoe BemiecTBO coOpanu (HIBTPOBAHHEM, CYIIHIHN B
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BaKyyMe c noiydyeHueM 3-anetui-1-(2-((2-((3-xmop-2-pTopOeH3nin)aMuHO)-2-0KCOITHI ) (M30TIPOIIHIT)aMHHO ) -2-
okcoaTii)- 1 H-nanon-5-kap6onosoii kuciotsr (129¢) (360 mr, 0,72 MMoIb, BEIXoa 66%) B BUIE XKEITOTO TBEP-
JIOTO BEIIECTBA, KOTOPOE UCIIOIb30BAJIN HA CIEAYIOIIEH CTaguK 0e3 HOMOIHUTEILHON OUNCTKY;

'H SIMP (300 MI', IMCO-ds, cmech JIByX POTaIMOHHBIX m3oMepoB) O 8,88-8,79 u §,40-8,31 (2m, 3H),
7,82 (nn, J=8,6, 1,7 I'm) u 7,78 (an, J=8,6, 1,7 I'n) (2nn, 1H), 7,62-6,88 (M, 4H), 5,41 u 5,22 (2c, 2H), 4,64-4,51
u 4,29-4,20 (2m, 1H), 4,47 (», J=5,5 Tm) un 4,33 (7, J=6,0 I'm) (21, 2H), 4,19 u 3,85 (2¢c, 2H), 2,46 u 2,44 (2c,
3H), 1,26 (#, J=6,4 I'm) u 1,00 (x, J=6,8 I'r) (21,6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,76;

MC (ES+): 524,5 u 526,5 (M+Na); MC (ES-): 536,5 u 538,5 (M+Cl).

Cramus  3: momydenuwe 3-anetiii-1-(2-((2-((3-x10p-2-GTopOSH3MIT)aMHUHO)-2-0KCOITHIN ) (M30TIPOITHIT)-
aMUHO)-2-0kc03ThN)- 1 H-uanon-5-kapoonmnazuma (129d).

CycneH3uto 3-anerui-1-(2-((2-((3-xsop-2-pTOpOCH3NIT)aMUHO )-2-0KCOITHII ) (M30IPOITHIT ) aAMHHO ) -2 -
okcoaTin)- 1 H-unmon-5-kap6onoBoii kuciotsl (129¢) (139 mr, 0,28 mmons) B TT'® (10 M) obpabotanu Tpu-
stwiaMmuaoM (0,039 mxn, 0,28 MMOib) M mepeMelmMBaiy NPy KOMHAaTHOHW TeMIieparype B TeueHHe 15 MUH.
Cwmech 3ateM obpabotann nudenmipocpopasuaarom (0,062 mi, 0,277 MMONB) U IepeMENIMBAIN IIPU KOMHAT-
HOHM TemIiepaType B TedeHHe 15 4. PeakIMOHHYI0O cMech KOHLEHTPHPOBAJIH B BaKyyMe J0CyXa, MOJIy4EHHOE
TBepAOe BemecTBo pactupain ¢ JIXM, codupanu GpumbTpoBaHHEM, CYIIMIN B BaKyyMe C ITOJIy4eHHEM 3-aleThiI-
1-(2-((2-((3-x710p-2-PTOPOCH3MIT)aMUHO )-2-0KCOITUI ) (M30MPOITHIT )aMHHO ) -2-0Kc0odThN )- | H-mHmo-5-
kapOonmnazuaa (129d); MC (ES-): 525,5 (M-1).

Cramus  4: monyuenue  2-(3-anetwmn-5-(3-mukmonponmnypenno)-1 H-unmon-1-mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kco3THI )-N-u3onponmianeramuaa (129¢).

CycrieH3uto 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30ITPOTTHI )AMHHO )-2-
okcodtnn)- 1 H-uanon-5-kap6onmnazuna (129d) (75 mr, 0,14 mmons) B TT'®/Tol (24 miu, CooTHommenwue: 1:2)
HarpeBajy Ipy KUISYCHUH B TeueHne 4 4, OXJIaKAaIH 1O KOMHATHOH TeMneparypbl U KOHLEHTPUPOBAIH B Ba-
Kyyme nocyxa. [lomxyuennsiii ocratok pactBopuin B TI'® (20 mir) m ACN (10 mur) ¢ mocnenyromum npudasie-
HHeM nukionponanamuna (16,25 mr, 0,29 mMoins) u TpustunamuHa (0,060 mxi, 0,427 Mmouns). Peakimonnyro
CMech NepeMelInBalIi P KOMHATHOI Temmeparype B TeueHne Houn, pasbasuian EtOAc (100 muir), mpombIBanu
Bozo# (3x), Cynrid, GrIBTPOBAITN U KOHIICHTPUPOBAIHM B BakyyMe. OCTaTOK OYHINATN KOJIOHOYHON XpoMaTo-
rpadueit [cwmkarens (12 r), amounpys CMA8S0 B CHCI; ot 0 o 40%] ¢ mocienyromuM HCIoIb30BaHUEM TIpe-
napatuBHoit BOXX ¢ Boga/ACN c¢ momyuyennem 2-(3-anerun-5-(3-nukiaonponmrypenno)-1 H-namon-1-mm)-N-
(2-((3-x10p-2-hTOpOEH3MIT)aMIHO)-2-0KC03THA )-N-u3onponmianertamuaa (129¢) (6 mr, 10,79 MKMOJIb, BBIXOIT
6%) B BUzEe 0€J0T0 TBEPIOTO BEUIECTBA MOCIIE JINO(DHUITH3AIINN;

'H SIMP (300 M, JAMCO-d¢) (cMech mBYyX pOTallMOHHEIX H30MepoB) O 8,84-8,13 (M, 4H), 7,60-6,90 (M,
5H), 6,27 (n, J=2,3 'y, 1H), 5,29 u 5,11 (2c, 2H), 4,66-4,50 u 4,28-4,20 (2m, 1H), 4,47 (1, J=5,4 I'n) u 4,34 (x,
J=5,8T'n) (21, 2H), 4,17 u 3,84 (2¢c, 2H), 2,40 u 2,39 (2¢, 3H), 1,24 (n, J=6,3 I'm) u 1,00 (x, J=6,8 T'n) (21, 6H),
0,71-0,55 (m, 2H), 0,50-0,31 (M, 2H);

PF SIMP (282 MI'u, IMCO-dg) & -73,45 (mux TDK), -121,20, -121,82; MC (ES+); 578,5 (M+Na); MC
(ES): 554,5 (M-1).

Cxema 130
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X-PHOS O,

N
/\n/N\)J\ €900 /\[(l/ F
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H.C 130a

IMomyuenue 2-(3-aueTnin-5-(nmupuanH-2 -I/IJ'IBTI/IHI/IJ'I)— 1H-unnon-1-um)-N-(2-((3-xmop-2-
(TopOeH3MIT)aMIuHO)-2-0kcoaTH)-N-u3onponunareramuaa (130a).

Peaxius 2-(3-auetmi-5-6pom-1H-ungon-1-nm)-N-(2-((3-x50p-2-PTOpOEH3UIT)aMUHO ) -2 -OKCOITHIT)-N-
m3onpormutaneramuaa (90d) (301 mr, 0,56 mmous) ¢ 2-sTuHMINUpUArHOM (58 Mr, 0,56 MMoJB) Mo MeTony,
MIPUBEJICHHOMY Ha cxeme 92, manma mociie o0pabOTKH PEakIMOHHOW CMECH M OYHCTKH KOJOHOYHOM (hiaim-
xpomarorpadueii [cunmukarens 12 r, smioupyst EtOAc/MeOH (9:1) B cmecn rekcanoB ot 0 mo 100%] 2-(3-
aneTwI-5-(mupuauH-2 - THHWI)- 1 H-uamon- 1 -mm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO ) -2-0KCOITHI )-N-
m3onporunaneramu (130a) (17 mr, 0,030 Mmmomnb, BEIXoa 5%) B BHIE TEMHO-KEITOTO TBEPJOTO BEIIECTBA CME-
CH JIByX POTallMOHHBIX H30MEPOB;

'H SIMP (300 MI'w, JAMCO-dy) 8 8,84 (1, J=5,8 I'l, oomenuBaromutiics ¢ D,0) u 8,39-8,31 (M) (2H), 8,65-
8,57 (M, 1H), 8,43 (1, J=1,5 I', 1H), 7,92-7,81 (m, 1H), 7,69 n 7,67 (2¢, 1H), 7,63-6,94 (M, 6H), 5,41 n 5,23 (2c,
2H), 4,65-4,55 n 4,29-4,24 (2m, 1H), 4,52-4,30 (m, 2H), 4,19 u 3,86 (2c, 2H), 2,47 n 2,45 (2¢, 3H), 1,27 (x,
J=6,4Tu) u 1,01 (n, J=6,7 I'n) (21, 6H);
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PF SIMP (282 MI'y, IMCO-de) & -121,17, -121,76;
MC (ES+): 559,5, 561,6 (M+1); MC (ES-): 558,5, 557,5 (M-1), 593,5 (M+Cl).

Cxema 131
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[Monyuenne 2-(3-anetmn-5-(mupuana-3 -I/IJIBTI/IHI/IH)— 1H-urmomn-1-mm)-N-(2-((3-xmop-2-

(TopOeH3MIT)aMruHO)-2-0kcoaTH)-N-u3onponunarneramuaa (131a).

Peaxmus 2-(3-auetmin-5-6pom-1H-ungon-1-um)-N-(2-((3-x50p-2-PTOpOEH3MIT)aMHUHO ) -2 -OKCOITHIT)-N-
m3onpormutaneramuaa (90d) (301 mr, 0,56 mmous) ¢ 3-sruHMIUpUAnHOM (58 Mr, 0,56 MMoiB) Mo MeTony,
NpUBEJICHHOMY Ha cxeMme 92, nama mociie 00pabOTKM pEakIMOHHON CMECH M OYHMCTKH KOJOHOYHOH (hidim-
xpomarorpapueid [cunukarens 12 r, amoupys MeOH B CHCI; or 0 mo 20%)] 2-(3-anermn-5-(nupuaus-3-
wiTHHWT)- 1 H-nHnon-1-mm)-N-(2-((3-xnop-2-dropoensun)amuno)-2-okcoatn)-N-n3onponmitaneramuy (131a)
(14 wr, 0,025 mmomnb, BEIX0n 5%) B BUIE TEMHO-)KEITOTO TBEPIOTO BEIIECTBA CMECH ABYX POTAI[IOHHBIX H30ME-
POB;

'H SIMP (300 MI', IMCO-dg) & 8,84 (t, J=5,7 T'u) u 8,44-8,32 (t u m, 3H), 8,81-8,78 (M, 1H), 8,60-8,55
(M, 1H), 8,02 (at, J=7.9, 1,9 T'u, 1H), 7,66-6,94 (M, 6H), 5,41 u 5,22 (2¢c, 2H), 4,68-4,54 u 4,30-4,22 (2m, 1H),
4,48 (1, J=5,6 T'm) u 4,34 (1, J=6,5 T'm) (21, 2H), 4,19 u 3,86 (2c, 2H), 2,46 u 2,45 (2¢, 3H), 1,27 (n, J=6,4 I'm) u
1,01 (m, J=6,8 T'y) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,18, -121,77;

MC (ES+): 559,61, 561,58 (M+1); MC (ES-): 559,5, 557,5 (M-1), 593,5 (M+Cl).

Cxema 132
P
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[Monyuenne MeTri-3-kapoamon- 1 -(2-((2-((3-xmop-2-PpTopOEeH3MIT ) aMHHO ) -2 -OKCOITHIT ) (M30TIPOTIHLI )-

aMuHO)-2-0kc03TrN)- | H-nanazon-5-kap6okcunara (132g).

Cramus 1: momydenne MeTwi-3-nono- 1 H-uagazon-5-kap6okcunara (132b).

K pactBopy metnn-1H-unnazon-5-kapbokcumnara (132a) (5 r, 28,4 mmons) B TT'® (40 M) mpubasumu I,
(10,81 1, 42,6 mmois) u KOtBu (7,96 T, 71,0 Mmouts) tipu 0°C, OTy4EeHHYIO CMECh MepEMEITNBAII B TEUCHHE 3
Y mpU KOMHATHOW TeMmepatype. PeaknnonHyro cMmech pazdoapuiau 10% BOIHBIM pacTBOpOM THOCY/b(ara Ha-
Tpus u 3kcTparupoBain EtOAc (3x40 mir). O0bequHEHHBIE OPTAaHUIECKUE CJIOW TIPOMBIBAIIM BOJOW, HACHITIICH-
HBIM BOJIHBEIM PacTBOPOM XJIOPH[A HATPHs, CYIIHIN U KOHIEHTPUPOBAIU B BakyyMe. [lonydeHHOE TBEpAOE Be-
mectBo npombutt MeOH (20 M) ¢ nomydennem metumi-3-uono-1H-unnazon-5-kapbokemnara (132b) (5,6 T,
18,54 MMouth, BEIXOZ 65%) B BUJIE )KEATOTO TBEPJIOTO BEIIECTRA,;

'H SIMP (300 MI', IMCO-dg) & 13,87 (c, 1H), 8,08-8,03 (m, 1H), 7,97 (mx, J=8.8, 1,6 T', 1H), 7,65 (mx,
J=8,8,0,7 I'u, 1H), 3,88 (c, 3H);

MC (ES+): 303,2 (M+1); MC (ES-): 301,2 (M-1).

Cramust 2: momydyeHue MeTHiI-1-(2-(TpeT-0yTokcn)-2-0kcoaTi)-3-nono-1 H-unnazon-5-kapbokcunara
(132¢).

Peakmmst  meTwmii-3-nomo-1H-unmazon-5-kapbokcunara (132b) (5 r, 16,55 mmomp) ¢ TpeT-OyTwi-2-
Opomareratom (4,84 T, 24,83 MMOJIB) 10 METOAMKE, MPUBEACHHOMN ISl cTamuu 1 cxeMbl 56, mama mocie obpa-
0OTKM peakIMOHHOW CMECH W pacTHpaHUs TBEPIOTO BemiecTBa ¢ rekcanoM (50 mur) Metmi-1-(2-tpeT-0yTokcu-2-
oKcoaTHN)-3-non0- 1 H-uanazon-5-xkapookcumar (132¢) (5,74 r, 13,79 mmons, Beixon 83%) B BHAE KEITOTO
TBEPAOTO BEILECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,16-7,92 (m, 2H), 7,89-7,67 (m, 1H), 5,37 (c, 2H), 3,90 (c, 3H), 1,40 (c,
9H);
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MC (ES+): 439,4 (M+Na).

Cramust 3: momydenune Metmi-1-(2-(tper-0yTokcn)-2-0kcoaTrin)-3-unano-1 H-unnazon-5-kapOokcunaTa
(1324d).

Cwmech Pd(Ph;P), (83 mr, 0,072 mMmoub), MeTmi-1-(2-TpeT-0yToKCH-2-0KCO3THI)-3-non0- 1 H-unmazon-5-
kapOokcmiaTa (132¢) (300 mr, 0,72 MMonb), nranuaa muaka (110 mr, 0,94 mMons) B IM®PA (5 mur) HarpeBamu
npu 120°C B Teuenne 30 MUH B MUKPOBOJIHOBOM PEaKTOpe B aTMOc(epe aproHa. PeakiimoHHYI0 CMECh OXJIaIH-
JU 10 KOMHaTHOW TemmepaTypsl pazoasummu EtOAc (100 mur), mpoMbIBaaH BOJOW, HACKIIIEHHBIM BOJHBIM pac-
TBOPOM XJIOpHIA HATPHS, CYIIMIN, GUIBTPOBANIN U KOHIICHTPUPOBAIH B BakyyMe. OCTaTOK OYHUIAIA KOJIOHOY-
HOW XpoMaTorpadueii [cmmukarens (12 1), amroupys EtOAc B rekcane ot O 10 30%] ¢ momyderunem metmi-1-(2-
(TpeT-0yTOoKCH)-2-0Kc03THN)-3-InaHo- 1 H-uHna3on-5-kap6okcunara (132d) (125 mr, 0,4 mmodb, Beixox 55%) B
BHJie OENIoro TBEPOro BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,49 (c, 1H), 8,20-8,10 (m, 1H), 8,07-7,99 (M, 1H), 5,58 (c, 2H), 3,92 (c,
3H), 1,41 (c, 9H);

MC (ES+): 316,4 (M+1); 338,4 (M+Na); MC (ES-): 314,4 (M-1).

Cragus 4: [OJIy4EHUE MeTmi-1-(2-(Tper-0yTokcn)-2-0kcoaTri)-3-kapoamonin- 1 H-unazon-5-
kapOokcmiaTa (132e).

Peakmmst metmi-1-(2-(TpeT-0yTokcn)-2-okcoaTrin)-3-nnano- 1 H-uanazon-5-kapooxcmnara (132d) (795 wmr,
2,52 mmons) B atanose (16 i), ucnons3ys koui. NH,OH (8 mu, 54,4 mmons) nu H,O, (Bomn. 35%, 1,56 mu,
15,13 MMOJIB) TIO METO/IMIKE, TIPUBEIICHHON Ha cXxeMe 65, nana mociie 00paboTKH peakIMOHHONH CMECH U OUUCTKH
KOJIOHOYHOM (mi-xpomaTorpadueii [crmkarens (12 ), smoupyst DMASO B IXM ot 0 go 50%] metwn-1-(2-
(Tper-0yTOoKCH)-2-0KCc03THN)-3-KapOamown- 1 H-uagazon-5-kapookcunar (132e) (302 mr, 0,91 mMmomnb, BBIXOI
36%) B BUIE 0€J0TO TBEP/OTO BEIECTRA,

'H AMP (300 MTI'u, IMCO-dg) & 8,93-8,83 (m, 1H), 8,03 (ux, J=8,9, 1,6 I'i, 1H), 7,92 (c, 1H), 7,89-7,79
(m, 1H), 7,61 (c, 1H), 5,41 (c, 2H), 3,91 (c, 3H), 1,41 (c, 9H);

MC (ES+): 334,4 (M+1); 356,4 (M+Na); MC (ES-): 332,3 (M-1).

Cramust 5: momydenue 2-(3-kapbamoni-5-(MeTokcukapOonwn)-1H-uHaa30-1-1i1)yKCycHOW  KHCIIOTHI
(1321).

Peakmmst  metun-1-(2-(Tper-0yTokcH)-2-okcoaTii)-3-kapbamomi- 1 H-unnazon-5-kapbokcmnara  (132e)
(3,05, 9,15 mmonnb) ¢ TOK (7,05 M, 91 MMoOITB) TIO METOIMKE, TIPUBEICHHOM ISl CTAUN 2 CXEMBI 2, Jajia To-
cie oO0paboTKHM peakmMoHHOW cMecu 2-(3-kapOamowmi-5-(MeTokcukapOonmn)-1H-uHmazom-1-um)ykcycHyo Ka-
cinoty (1321) (2,7 r, 6,9 Mmmonb, BeIXox 75%) B Bue OeIOTO TBEPAOTO BEIIECTBA;

'H AMP (300 MI'u, JIMCO-dg) & 8,93-8,82 (m, 1H), 8,01 (ux, J=8,9, 1,6 'y, 1H), 7,91 (c, 1H), 7,86 (ux,
J=8.9, 0,7 I'u, 1H), 7,59 (¢, 1H), 5,41 (c, 2H), 3,90 (c, 3H);

MC (ES+): 278,3 (M+1).

Cramqus 5: TIOJTy9ICHUE MeTrit-3-kapoamomni- 1-(2-((2-((3-xmmop-2-propOeH3nn)aMuHo )-2-
OKCO3THIT ) (M30TIPOITHIT)aMIHO )-2-0Kkc03ThN )- | H-mHmazon-5-kap6okcwmnara (132g).

Peaxmms 2-(3-kapbamomii-5-(MeTokcukapoonwmn)-1H-unnazon-1-un)ykcycnoir kucnorsl (132f) (100 wr,
0,26 mmoinb) ¢ N-(3-x10p-2-dpropOensmn)-2-(n3onponmiamuno))aneramuaom (19¢) (66 mr, 0,26 Mmoins) 1o Me-
TOJWKE, PUBEACHHOMN ISl cTaauK 3 CXeMBI 2, mocie 00pabOTKH PeakMOHHOM CMECH W OYHCTKH C ITOMOIIBIO
(id1I-K0T0HOYHOH XpoMaTorpaduu [cunukarens (12 1), amoupys DMA8O B IXM ot 0 no 50%] nana metwmin-3-
kapoamom-1-(2-((2-((3-xmop-2-pTopOEeH3MIT)aMHHO ) -2 -OKCOITHI ) (M30TIPOIHI )aMHHO )-2-0Kc0od T )- 1 H-
nHaazou-5-kapookcunar (132g) (62 mr, 0,12 mmons, Beixon 47%) B BuIe O€I0TO TBEpAOTO BEIIECTBA C METal-
JIMYECKUAM OTTEHKOM;

'H SIMP (300 MI';, IMCO-de) & 8,91-8,86 (M, 1H), 8,83 (t, J=5,7 ') u 8,36 (t, J=5,9 T'm) (21, 1H), 8,06-
6,97 (m, 7TH), 5,65 u 5,52 (2¢c, 2H), 4,61-4,49 n 4,28-4,21 (2m, 1H), 4,46 (1, J=5,4 I'm) u 4,31 (z, J=5,6 ') (2,
2H), 4,18 u 3,84 (2¢, 2H), 3,91 u 3,9 (2¢, 3H), 1,24 (x, J=6,4 I'm) u 0,99 (z, J=6,8 T'r) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,71;

MC (ES+): 518,5 M+1); MC (ES-): 516,5 (M-1).

Cxema 133
O5-cta 302‘3"‘3 S0;CH; Hs
BT\Q\X \{a’raﬂc)mcboﬂamun TGIDK HN
AN
o ch03 Pdy(dba)s
\\( tBuXphos
90b 133a 1330

o% OH
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N

0 N
10b __N/EI/ \)Lﬁ
HATL, DIPEA F
DIpA e 0 133¢ o
[Tonyuenne 2-(3-ametnn-5-(MetuicyiabporamMuo)- 1 H-unnon-1-mr)-N-(2-((3-xmop-2-hropOen3nn)-
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aMUHO)-2-0kcodTri )-N-nmknonponmianeramuaa (133c).

Cranus 1: nomydenue Tper-0yTmi-2-(3-aneruin-S-(Mermwicynbponamuno)- 1 H-uanon-1-nm)anerara (133a).

K nerasmpoBaHHOMY QuOKCaHy (4 MII) B TEpMETHUYHO 3aKPBITOM PEaKTOpe MPUOABHIN TPeT-OyTHi-2-(3-
aneTui-5-6pom- 1 H-unnon-1-mn)amerar (90b) (500 mr, 1,42 Mmoib), Metancyabdoramun (162 mr, 1,70 MMonb),
kapOoHat kamust (392 wmr, 2,84 mMmMonb), mu-tper-0yTtuin(2',4',6'-rpunsonponmnoudenmi-2-un)dochun (tBuX-
phos, 30 mr, 0,071 mmons), Pd,(dba); (32 mr, 0,035 mmons) 1 HarpeBanu nipu 90°C B Teuenne 16 4. CMmech 0x-
JaUIIN 10 KOMHATHOM TeMIlepaTyphl, OTQUIBTPOBAIN Yepe3 Cloi nenurta u cioi npombut EtOAc (2x10 m).
OObeMHEHHBIC TIOPIMK (QHUIBTPATa MPOMBLTH BOIOH (2x30 M), CymIiiy, GUITPOBAIN U KOHIICHTPUPOBAIH B
BakyyMme. [lomydeHHBI OCTaTOK OYHINAIN KOJIOHOYHOW XpoMaTtorpadueit [cunukarens (24 r), amoupys MeOH-
EtOAc (1:9) B rekcane ot 0 mo 80%)] ¢ momydenunem Tper-OyTmi-2-(3-aneTui-5S-(metuicynbhonamumo)-1H-
uHpon-1-mm)anerara (133a) (220 mr, 0,6 MMonb, BeIxon 42%) B BUIE OpaH)XKEBOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI';, IMCO-dq) 6 9,49 (c, 1H), 8,32 (c, 1H), 8,10 (x, J=2,1 T', 1H), 7,44 (x, J=8,8 ', 1H),
7,16 (nm, J=8,8, 2,2 I'y, 1H), 5,10 (c, 2H), 2,88 (c, 3H), 2,42 (c, 3H), 1,44 (c, 9H).

Cranus 2: noixydenue 2-(3-aueti-S-(meruncynshponamMuno)- 1 H-uamon-1-nm)ykcycHoit kucnotst (133b).

Peakums Tper-0yTni-2-(3-anetmi-5-(metmicynbdonamuno)-1 H-unnon-1-un)anerara (133a) (220 mr, 0,6
mmodib) ¢ TOK (0,93 mur, 12,01 MMOJIB) IO METOAMKE, IPUBEICHHOMN U CTaAMK 2 CXEMBI 2, ana mocie oopa-
0OTKM pEeakIMOHHOW CMecH, pacTHpaHusi ocTatka ¢ ToiyosoM (2x30 mi) u 30% EtOAc-rekcan (10 mm) 2-(3-
anetmi-5-(meruncynsponamuno)- 1 H-uanon-1-nn)ykcycuyto kuciory (133b) (230 mr, 0,74 MMOib, BBIXOA
90%) B BHZIE CBETIIO-OPAH)KEBOTO TBEPJOTO BEIIECTBA;

'H SIMP (300 MI1, JIMCO-dy) & 13,26 (c, 1H obmenuBaromuiics ¢ D,0), 9,49 (c, 1H), 8,34 (¢, 1H), 8,10
(m, J=2,1 Ty, 1H), 7,49 (7, J=8,9 I'y, 1H), 7,16 (ax, J=8,8, 2,2 I'y, 1H), 5,11 (¢, 2H), 2,88 (c, 3H), 2,42 (c, 3H);

MC (ES+): 311,3 (M+1), MC (ES-): 309,3 (M-1).

Cramus  3: noiyaenne  2-(3-anetwi-S-(metwicynbponamuo)- 1 H-uamon-1-mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KcodTHI )-N-TTuKIonponmianeramuaa (133c¢).

Peaxmust 2-(3-ametun-5-(Metuncynashoramumo)- 1 H-uamon-1-mm)ykcycuoit kucnotel (133b) (60 mr, 0,19
MMOJTb) ¢ N-(3-x7op-2-hTopoensun)-2-(ruKkaonponuiaamMuHo Jaretamuaom (10b) (60 mr, 0,23 MMOIB) TIO METO-
JIVIKe, TIPUBEJICHHOM JUIsl CTaANU 3 CXEeMBI 2, jana 1mociie 00padoTKH PeaKIIMOHHOW CMECH U OYHCTKH C IIOMOIIBIO
(ha1I-KoIOHOUHOH Xpomatorpaduu [cwmukarens (12 1), amoupyss CMA80 8 CHCI; ot 0 mo 30%] 2-(3-amerwi-
5-(metnncynbdonamuno)-1 H-unnom-1-mm)-N-(2-((3-xsop-2-hTopOeH3nIT)aMHHO )-2-0KCOITHIT )-N-
muktonpormianetamuy (133¢) (46 mr, 0,084 Mmmoib, Beixoq 43%) B BuIe O€JIOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MTI';, IMCO-de) & 9,47 (c, 1H), 8,47 (T, J=5,9 I';, 1H), 8,29 (¢, 1H), 8,10 (1, J=2,1 T', 1H),
7,52-7,36 (m, 2H), 7,23 (1, J=7,1 T'n, 1H), 7,17-7,04 (m, 2H), 5,42 (c, 2H), 4,35 (n, J=5,7 ', 2H), 3,99 (c, 2H),
3,08 (m, J=4,4 I'n, 1H), 2,89 (c, 3H), 2,41 (c, 3H), 1,08-0,94 (M, 2H), 0,95-0,82 (M, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,61;

MC (ES+): 549,5 (M+1), MC (ES-): 547,5 (M-1), 583,5 (M+Cl).

Cxema 134
o HATU. DIPEA
2
/\gw\)L A ; MDA N/\TN\)L
HiC 128¢
b 134a
[Tonyuenne 3-amerni-1 -(2—((2-((3—xnop—Z-q)Top6eH3Hn)aMI/1Ho)—2-OKCOBTHH)(monponﬂn)aMI/IHo)—2-
okcodThn)-N-(1-permmtmn)- 1 H-ungon-5-kapbokcamuaa (134a).
Peaxtmmst 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI ) aAMHHO )-2-

okcodThn)- 1 H-uanon-5-kap6onoBoii kucnotsl (129¢) (50 mr, 0,1 mmons) ¢ 1-permmranamuaom (20 mr, 0,15
MMOJIB) 110 METOUKE, IPUBEICHHON ISt CTaIUK 3 CXEMBI 2, ajia rnocie 00paboTKN peakIIMOHHON CMECH U OYH-
CTKH C MOMOIIBI0 (JIDII-KOJIOHOYHOH Xpomartorpaduu [cunmkarens (4 1), amoupys MeOH B CHCI; ot 0 no
10%]  3-amerwmi-1-(2-((2-((3-x10p-2-pTOpOSH3MIT)aMHHO)-2-0KCOATHI)(M30TIPOIIHIT)aMHUHO )-2-0Kco3THIT )-N-(1-
¢denmmTIn)- 1 H-nanon-5-kapookcamun (134a) (34 mr, 56%) B Buze Gestoro TBEpOro BEIIECTBA;

'H SIMP (300 MI', JIMCO-dg) (cMech JBYX POTAIMOHHBIX H30MepoB) & 8,87-8,78 u 8,38-8,27 (2m, 2H),
8,72 (n,J=1,7Tu) u 8,71 2z, 1H), 8,35 u 8,30 (2¢, 1H), 7,77 (an, J=8,6, 1,8 I'm), u 7,72 (2axn, 1H), 7,56-6,92 (M,
9H), 5,39 u 5,20 (2¢, 2H), 5,27-5,12 (M, 1H), 4,65-4,51 u 4,29-4,202 (M, 1H), 4,48 (&, J=5,5 T'n) u 4,33 (7, J=5,8
I'm) 2n, 2H), 4,19 u 3,85 (2¢, 2H), 2,46 n 2,452 (c, 3H), 1,51 (x, J=3,0 I'n) u 1,49 (n, J=3,1 I'n) (2n, 3H), 1,26
(m, J=6,5 T'm) u 1,00 (1, J=6,8 ') (21, 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,20, -121,79;

MC (ES+): 627,6 u 629,6 (M+Na); MC (ES"): 639, 6 u 641,5 (M+Cl).
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Cxema 135
HATU, DIPEA
MDA ¢ N
} H i ~ \)L
NH;,
Il\N HsC O 135a
[Tonyuenne 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI ) aAMHHO )-2-
okcodThN)-N-(tupumuanH-5-un)- | H-uanon-5-kapookcamua (135a).
Peaxtmst 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30ITPOTTHI ) AMHHO )-2-

okcodtnn)- 1 H-uanon-5-kap6onoBoii kuciots! (129¢) (50 mr, 0,1 Mmons) ¢ mupuMuauH-5-amuHoM (14,80 wmr,
0,15 MMoIIb) IO METOIMKE, TPUBEJACHHOMN JUIS CTaUK 3 CXeMBI 2, jana nocie 00padoTKH PeakIOHHOW CMECH H
OYHCTKH C MOMOIIBIO0 (PIIAII-KOJIOHOYHOH XpoMaTorpadun [cuinukarens (4 1), amoupyss MeOH B CHCIl; ot 0 o
10%)] 3-anetni-1-(2-((2-((3-xm0p-2-pTopOEeH3MIT)aMUHO )-2-OKCOITHI ) (M30TIPOITIIT)aMHHO )-2 -0KCOITHIT)-N-
(mupumuuH-5-mn)- 1 H-uanomn-5-kapookcamun (135a) (31 mr, 54%);

'H SIMP (300 MTI'u, IMCO-dg) & 9,20-9,17 (M, 1H), 8,91-8,82 u 8,40-8,33 (2m, 2H), 8,79 (, J=1,4 T) u
8,77 (t, J=1,5 I'n) (21, 1H), 8,55 n 8,52 (2¢, 1H), 8,13 (ax, J=8,8, 1,8 I'n) u 8,04 (a1, J=8,8, 1,8 I'm) (211, 1H),
7,82 (n, J=8,8 I'm) u 7,77 (n, J=8,8 I'm) (21, 1H), 7,70 (a1, J=4,5, 1,8 T'm) u 7,68 (an, J=4,5, 1,8 I'm) (2nn, 1H),
7,59-6,91 (m, 4H), 5,52 (c) u 5,46-5,17 (m) (2H), 4,67-4,51 u 4,30-4,15 (2m, 1H), 4,49 (1, J=5,4 T'm) u 4,34 (x,
J=5,7Tm) (21, 2H), 4,21 n 3,87 (2c, 2H), 1,29 (&, J=6,5 Tn) n 1,01 (z, J=6,7 I'u (2d, 6H);

PF SIMP (282 MI'u, IMCO-dg) & -121,18, -121,75.

Cxema 136
HO,C HATU, DIPEA >~ o
/\“, MDA N«gN\)LN
12%¢ ©/ 136a ca
[Momyuenne 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI )AMHHO )-2-
okco3Trn)-N-penmi- 1 H-uanon-5-kapbokcamua (136a).
Peaxtmmst 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI )aAMHHO )-2-

okcoaTin)- 1 H-unmon-5-kap6onoBoii kucnots! (129¢) (50 mr, 0,1 mmons) ¢ anunmuaoM (0,014 M, 0,15 MMob)
M0 METOJMKE, ITPUBEICHHON I CTaAMu 3 CXeMbl 2, Aajna nocie 00paboTKM peakIMOHHONH CMECH M OYHCTKH C
MOMOIIBIO (MIIPII-KOJIOHOYHOH XpoMmartorpadun [cunukarens (4 r), smoupyst MeOH B CHCl; ot 0 no 10%] 3-
anetmi-1-(2-((2-((3-xmop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT )(M30IPOIITHIT)aMUHO )-2-0KCO3THIT)-N-penn- 1 H-
uHpon-5-kapookcamus (136a) (33 mr, 57%) B Bume OSIOro TBEPIOTO BEIICCTRA;

'H SIMP (300 MTI't;, IMCO-dg) & 10,30 u 10,27 (2¢, 1H), 8,84 (, J=5.8 ') u 8,35 (21, 1H), 8,80-8,77 (M,
1H), 8,39 n 8,35 (2¢, 1H), 7,86-7,77 (m, 3H), 7,60 (x, J=3,7 Tw) u 7,57 (n, J=3,7 I'm) (2n, 1H), 7,55-6,97 (M, 6H),
5,42 u 5,24 (2c, 2H), 4,65-4,51 u 4,30-4,22 (2m, 1H), 4,49 (n, J=5,6 I'm) u 4,34 (1, J=5,8 T'm) (21, 2H), 4,20 n
3,86 (2¢, 2H), 1,27 (1, J=6,4 I'n) u 1,01 (1, J=6,8 ') (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,18, -121,75;

MC (ES-): 611,51 613,5 (M+Cl).

Cxema 137

COH CONHQ
NHGCI Br
‘ OtBu quK
, HATU N

H
1972 choa 13?d
NH 1370 137¢ OlBu

éz 'W*a@

HATU DIPEA 1378 ¢l

DDA

[Monyuenne 5-6poMm-1-(2-((2-((3-x710p-2-PTOPOECH3MIT)aMUHO )-2-0KCOITHI )( M30TTPOITHIT ) aMHUHO )-2 -
okcodtnn)- 1 H-uanazon-3-kapookcammuna (137¢).

Cramus 1: momyaenne 5-6pom-1H-unnazon-3-kapookcamuna (137b).

K pactBopy 5-6pom-1H-nnnazon-3-kapooHoBoii kucnotsl (137a) (3,00 r, 12,45 MMounb, MOTy4YeHHBIH 110
merony, npuseneHHoMy Hood, John m Sunil Kumar B MexnyHapoano# myGmukamum PCT 2013040215) B
JIM®A (60 mu), mpubasmin xnopug ammonus (1,997 r, 37,3 mmons), HATU (7,10 T, 18,67 MMonb) ¢ mocie-
nyromuM npudasinenueM mo kamiM DIPEA (21,74 mi, 124 MmMoite). PeakIimoHHYIO cMeCh TIEpEMEIITUBAIN MTPH
KOMHATHOW TeMIiepaType B TedeHue 3 1, moracwid Bogoi (100 mur) u sxctparupoBaim EtOAc (2x100 mi). Op-
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TaHWYCCKHE CJIOU CMEIIAIH, MPOMBUIH HACBIIICHHBIM BOJHBIM PAacTBOPOM XJiopuaa Hatpus (50 mur), CyIImim,
buIpTpOBANH ¥ BRIMApWIH Nocyxa. [lomydeHHsid ocagok mpombett MeOH (3x10 mur) v cymmmnu ¢ mosrydeHueM
5-6pom-1H-unrnazon-3-kapookcamuna (137b) (1,33 1, 5,54 mMous, Beixoa 44%) B Bue O€JIOT0 TBEPAOTO BEllle-
CTBA C METAJUTHYCCKUM OTTCHKOM;

'H aMP (300 MI'u, AMCO-dg) o 13,77 (¢, 1H, obmenuBatommiics ¢ D,0), 8,31 (ma, J=1,9, 0,8 I'u, 1H),
7,84 (¢, 1H), 7,64-7,58 (m, 1H), 7,53 (ax, J=8,8, 1,9 I', 1H), 7,46 (c, 1H);

MC (ES-): 240,1, 238,1 (M-2).

Cramus 2: moydenue tper-0yTui-2-(5-6pom-3-kapoamoni- 1 H-unnazon-1-wmm)amerara (137c¢).

Peaxmust 5-6pom-1H-urnazon-3-kapookcamua (137b) (1,2 1, 5,0 Mmoits) ¢ TpeT-0yTHi-2-6pomarierar (0,89
MJ1, 6,0 MMOJIB), HCTTONB3Ys kKapOoHaT kamus (1,73 r, 12,5 MMOITb) B KauecTBE OCHOBaHUS 1O METOY, TIPUBEICH-
HOMY I ctaamu | cxeMbl 45, nmama mocine 00pabOTKH peaKIMMOHHOW cMmecH TpeT-OyTmir-2-(5-0pom-3-
kap6amomit-1H-unnazon-1-nmanerar (137¢) (1,55 r, 4,38 Mmoib, Bexon 88%) B BUE CBETIIO-3€JIEHOTO TBEPIO-
TO BEIIECTBA;

'H samP (300 MTI'i, IMCO-dy) 6 8,33 (mnm, J=1,9, 0,7 I'u, 1H), 7,84 (c, 1H, obmenuBatontuiics ¢ D,0),
7,75 (nm, J=9,0, 0,7 I'u, 1H), 7,65-7,59 (m, 1H), 7,53 (¢, 1H, obmenuBaromuiics ¢ D,0), 5,37 (¢, 2H), 1,41 (c,
9H);

MC (ES+): 376,3, 378,3 (M+Na); MC (ES-): 354,3, 352,2 (M-2).

Cranus 3: momydyenue 2-(5-0pom-3-kapoamor- 1 H-uraz30:7-1-mi)ykcycHoit kucnoroit (137d).

Peakmust TpeT-OyTHin-2-(5-6pom-3-kapbamon- 1 H-uagazon-1-mr)anerara (137¢) (1,0 r, 2,82 mMmonb) ¢
TOK (4,35 M, 56,5 MMOITB) TI0 METOIUKE, PUBEIACHHON IIJIS CTAAWK 2 CXEMBI 2, naya mocie oOpaboTKu peak-
muoHHOU cMmecu 2-(5-0poMm-3-kapOamoni-1 H-urnazon-1-mn)ykcycunyro kucioty (137d) (806 mr, 2,70 MMoIb,
BEIX0J 96%) B BHIE JKEITOTO TBEPIOTO BemmecTa B hopme annykra TOK;

'H SIMP (300 MI'w, JAMCO-d) 8 13,34 (c, 1H, oomenuBaromuiics ¢ D,0), 8,33 (u, J=1,8 I'u, 1H), 7,84 (c,
1H), 7,78 (», J=8.,9 I'n, 1H), 7,61 (ax, J=9,0, 1,9 I'u, 1H), 7,52 (c, 1H), 5,37 (c, 2H);

MC (ES+): 298,3, 300,2 (M+2); MC (ES-): 595,3, 597,3 (2M-1).

Cramus 4: momyuenue 5-6pom-1-(2-((2-((3-x10p-2-GTOpOSH3MIT)aMUHO)-2-0KCOITHII )(M30TIPOITHIT)aMHUHO )-
2-okcoatin)-1 H-unnazon-3-kapbokcamuna (137¢).

Peaxums 2-(5-6pom-3-kapbamomni-1 H-unnazon-1-mn)ykeycnoit kucaotst (137d) (100 mr, 0,34 mmons) ¢ N-
(3-x50p-2-¢hTopOen3mn)-2-(u3onponmiamuHo))areramMmuaoM (19¢) (104 mr, 0,4 MMOIB) O METOIUKE, IPUBEICH-
HOW TS CTaguu 3 CXEMBI 2, Jana Tociie oO0pabOTKM PEeaKIMOHHOW CMECH W OYHCTKH KOJIOHOYHOM (hIdII-
xpomarorpadueii [cwmukarenb, (24 1) smoupys MeOH B JIXM 0-30%), 5-6pom-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHIT ) (M30TTPOITHI JAMHHO )-2-0KCc0odTHN )- | H-mrnazon-3-kapbokcamug (137¢) (34 wmr,
0,063 Mmmoms, BEIXOX 19%) B BHAe 6€TI0T0 TBEPAOTO BEIIECTBA KaK CMECH ABYX POTAIIHOHHBIX H30MEPOB;

'H SIMP (300 MI't;, IMCO-de) & 8,83 u 8,36 (J=5,7 I'n,, 1H) (21, 1H), 8,32 (u1, J=1,8, 0,8 ', 1H), 7,82 u
7,79 (2¢c, 1H), 7,68-6,95 (M, 6H), 5,61 u 5,47 (2c, 2H), 4,62-4,48 u 4,28-4,21 (2m, 1H), 4,46 (1, J=5,6 I'n) n 4,31
(m, J=5,9 Tm) (21, 2H), 4,17 n 3,83 (2¢, 2H), 1,23 (7, J=6,4 I'm) u 0,98 (7, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,22, -121,71;

MC (ES+): 538,5 u 540,5 (M+1); MC (ES-): 538,4 1 536,4 (M-1).

Cxema 138
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INomyuenue 2-(3-anerun-1 H-I/IHL[OJ'I— 1-m)-N-(2-((3-x110p-2-h TOopOEH3MIT)aMHHO )-2-0KCOITHIT )-N-
muKIonponuianetamua (138a).

Peaxums N-(3-xsop-2-¢propoensmn)-2-(1ukinonpommiaMuHo Janetamuna (10b) (100 mr, 0,39 mMmoins) c 2-
(3-amerun-1H-uanon-1-un)ykcycuoi kucnoroit (113a) (85 mr, 0,39 MMonb) Mo METOAWKE, MPUBEICHHON s
cTaiuu 3 CXeMbl 2, Jana TMocie oO0pabOTKM pPEaKIMOHHOW CMEeCHM M OYHUCTKHA KOJOHOYHOH (hIdim-
xpomarorpadueii [cunukarens (24 r), amoupyst CMA80 8 CHCI; ot 0 mo 20%)] 2-(3-anetnn- 1 H-unmosn- 1 -mn)-
N-(2-((3-xmop-2-hTopOeH31T )aMHHO )-2-0KkcodTHI )-N-1tnkionponmianetamun (138a) (115 mr, 0,25 MmMmonb, BbI-
X011 65%) B BUE OEJIOTO TBEPIOTO BEIECTBA;

'H SIMP (300 MI', IMCO-dg) & 8,46 (1, J=5,8 T, 1H), 8,28 (c, 1H), 8,21-8,14 (v, 1H), 7,52-7,40 (M,
2H), 7,28-7,16 (m, 3H), 7,10 (1, J=7,9 T'n, 1H), 5,44 (c, 2H), 4,34 (n, J=5,8 'y, 2H), 3,99 (c, 2H), 3,16-3,02 (M,
1H), 2,43 (c, 3H), 1,04-0,96 (M, 2H), 0,96-0,87 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 456,5 (M+1), 478,5 (M+Na), MC (ES-): 454,4 (M-1), 490,4 (M+Cl).
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Cxema 139
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[Momyuenne  1-(2-((2-((3-xmop-2-hTOpOSH3NIT)aMHUHO )-2-0KCOITHIT ) (M30TIPOTIHI JAMHHO )-2-0KCOdTHII)- | H-
nHAoa-3-kapbokcamuaa (139d).

Cramus 1: moydenue tpet-0yTui-2-(3-kapoamown-1H-unmomn-1-mn)anerara (139b).

Peaxmmst 1 H-unnon-3-kap6okcamuna (139a) (1,0 r, 6,24 mmous) ¢ TpeT-OyTHn-2-6pomarierarom (1,11 mur,
7,49 MMOITB), HCTTONIE3YS KapOoHaT kamus (2,16 T, 15,61 MMoOIIb) B KauecTBE OCHOBAHWSI 1T0 METOY, TIPUBEICH-
HOMY JUTs cTamuu 1 cxemsl 45, mana mocie oOpaboTKH pPeakIMOHHON cMecH TpeT-O0yTui-2-(3-kapbamown-1H-
unpon-1-um)anerar (139b) (1,55 r, 5,65 mmons, Bexon 91%) B BHIIE JKENTO-0EIOTO TBEPOTO BEIICCTBA;

MC (ES+): 275,4 (M+1), 294,7 (M+Na); MC (ES-): 273,3 (M-1).

Cranus 2: noixyuenue 2-(3-kapoamonin-1H-nnnomn-1-nm)ykcycHoit kuciots (139c¢).

Peaxuus tper-OyTmn-2-(3-xkap6amoni-1H-nnnon-1-mn)anerara (139b) (1,12 r, 4,08 mmoins) ¢ TOK (6,29
MII, 82 MMOJIB) IO METOAMKE, IPUBSACHHON ISl CTAUK 2 CXEMBI 2, Jaja Mmociie 00paboTKU PEaKIMOHHONH CMeCH
2-(3-xapbamomi-1 H-unnon-1-mn)ykcycuyro kucnoty (139¢) (1,18 r, 3,55 mmoib, Beixox 87%) B BHAE KEATOTO
TBepAOTo BemiecTBa B popme annykra TOK;

MC (ES+): 219,3 (M+1).

Cramus  3: momyderne  1-(2-((2-((3-xmop-2-pTopOeH3wIT)aMIHO )-2-0KCOITHI )(M30TIPOIIHIT ) aMHHO )-2 -
okcoatmn)- 1 H-uanon-3-kapookcamuna (139d).

Peaxmmst 2-(3-xap6amorn- 1 H-uumom-1-um)ykcycno#t kuciots (139¢) (150 mr, 0,69 Mmmoins) ¢ N-(3-ximop-
2-¢ropbensni)-2-(u3onponmiamuHo )anetamunoM (19¢) (213 mr, 0,83 MMoIb) M0 METOANKE, TPUBEICHHON IS
cramuu 3 cxembl 2, Jana 1ocie o0pabOTKHM pEeakIMOHHOH CMECH W OYHUCTKM KOJIOHOYHOW  (urdIi-
xpomarorpadueii [cunukarens, (24 1) oamompys MeOH B XM 0-30%]  1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI ) (M30TMPOITUIT ) aMHHO )-2-0Kkcod TN ) - | H-rHn00-3-kap6okcamun (139d) (43 wr,
0,094 mmonb, BeIx0 14%) B Buzie O€10ro TBEPIOTO BEUIECTBA KAK CMECH JABYX POTAllMOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dy) & 8,81 (1, J=5,7 I'ny) u 8,34 (1, J=5,9 I'ny) (2t, 1H), 8,20-8,11 (m, 1H), 7,93
u 7,92 (2¢, 1H), 7,59-6,63 (M, 8H), 5,30 u 5,13 (2c, 2H), 4,68-4,52 u 4,30-4,23 (2m, 1H), 4,47 (n, J=5,6 I'n) n
4,33 (1, J=5,9 I'm) (2m, 2H), 4,17 u 3,84 (2¢, 2H), 1,23 (1, J=6,5 I'm) u 0,99 (71, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,22, -121,81;

MC (ES+): 481,5, 483,5 (M+Na), 939,9, 941,9 (2M+Na); (ES-): 457,5 (M-1), 493,4, 495,5 (M+Cl).

Cxema 140
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[Honyuenue 5-6pom-1-(2-((2-((3-xsm0p-2-PTOPOCH3MIT )aMHHO )-2 -OKCOITHI ) (IIUKIOTIPOITHIT )aMHHO ) -2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (140a).

Peaxums N-(3-xmop-2-¢propoensmn)-2-(1mkinonpommiaMuHo Janetamuna (10b) (517 mr, 2,01 Mmons) ¢ 2-
(5-6pom-3-kapbamomt-1 H-uanazon-1-un)ykcycHoi kucnoroit (137d) (500 mr, 1,68 MMoIb) 10 METOIUKE, TIPH-
BEJICHHOW ISl CTaIuU 3 CXEMBI 2, Jaya mocjiae 00paboTKH pEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpomarorpadueii [cnmmkarens (40 ), smoupyst MeOH B IXM ot 0 mo 30%] 5-6pom-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKIJIOTPOTIHII )aMUHO )-2-0Kkc03Thin) - | H-nanazon-3-kapookcamun (140a) (329
Mr, 0,613 MMoIIb, BEIX0 37%) B BUE CBETIIO-KOPHUYHEBOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI'u, IMCO-de) & 8,50 (t, J=5,8 ', 1H), 8,32 (mn, J=1,9, 0,7 ', 1H), 7,83 (c, 1H), 7,72-
7,64 (m, 1H), 7,56 (an, J=8,9, 1,9 I'n, 1H), 7,52-7,42 (m, 2H), 7,28-7,18 (m, 1H), 7,17-7,06 (M, 1H), 5,68 (c, 2H),
4,33 (n, J=5,7 T, 2H), 3,98 (c, 2H), 3,13-3,00 (m, 1H), 1,03-0,95 (M, 2H), 0,95-0,86 (M, 2H). °F SIMP (282
MI', IMCO-dg) & -121,56;

MC (ES+): 560,4, 558,4 (M+Na); MC (ES-): 534,3, 536,4 (M-1).
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IMomyuenue 1-(2-((2-((3-x510p-2-hTOPOEH3NIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) AMUHO ) -2 -OKCOATHI)-5-

(mmpumuauH-5-unaMuHo)- 1 H-nanon-3-kapbokcamuna (141e).

Cramus 1: momydenue Tpet-0yTui-2-(5-6pom-3-nimano-1H-urmon-1-nn)anerata (141a).

Peaxmust 5-6pom-1H-urmon-3-kapoonutpmia (124a) (2,2 T, 9,95 mmods) ¢ Tper-OyTriiopomarieratom (2,06
M, 13,93 Mmmonb) B anierorutprite (50 mur), ucnons3ys kapboHat kamus (2,75 r, 19,90 MMomb) B KauecTBe OCHO-
BaHWs, 10 METOAWKE, MPUBEACHHON s ctaguu 1 cxembl 43, mama mocie oOpabOTKH peakIMOHHOW CMECH H
OYNCTKH KOJIOHOYHOU Xxpomarorpadueil [cumukarens (40 r), amoupys EtOAc B rexcane ot 0 mo 80%] Tpet-
Ooytni-2-(5-6pom-3-nmano-1H-unnon-1-nn)auerar (141a) (1,4 r, 4,18 Mmmons, Beixox 42%) B Buze 6eoro TBep-
JIOTO BEIIECTBA C METANIMYECKAM OTTCHKOM;

MC (ES+): 335,3, 337,3 (M+2), MC (ES-): 369,2, 371,2 (M+Cl).

Cragus 2: momyueHue 2-(3-kapOamMomi-S-(THPUMHIUH-S-IaMUHO)- 1 H-HHI07-1-MT)yKCYCHONH KUCITOTHI
(141b).

Peaxums tper-0yTHi-2-(5-6pom-3-nmano-1H-unnon-1-un)anerara (141a) (1,3 r, 3,88 Mmons), ¢ nmupuMu-
nuH-5-amuHOM (369 Mmr, 3,88 MMoIh), UCTIONB3ys kKapoboHaT kamus (1,07 T, 7,76 MMoub), qu-tpet-0ytun(2',4',6'-
Tpur3onponmtoudeHm-2-un)pochun (165 mr, 0,389 mmons), Pdy(dba); (178 mr, 0,19 MMons) o MeTOAMKE,
MIPUBEICHHON /I cTamuu 1 cxembl 97, nana mocie o0pabOTKH PEaKIMOHHONW CMECH M OYWCTKH KOJIOHOYHOH
¢mm-xpomarorpadueit [cunukarens (40 r), samoupys MeOH/EtOAc (1:9) B rekcane ot 0 mo 100%] 2-(3-
KapOaMoniI-5-(MupUMHUINH-S-1iIaMuHO )- | H-unmon-1-un)ykcycuyro kucnorty (141b) (320 mr, 0,92 MMOJb, BBI-
x07 24%) B BHIIE CBETIOH OCCIIBETHOH NICHEI,

'H SIMP (300 MT'y, IMCO-de) & 8,61 (c, 1H), 8,54 (c, 1H), 8,51 (c, 2H), 8,19 (c, 1H), 7,55 (x, J=8,8 T’
1H), 7,35 (n, J=2,0 I'ny, 1H), 7,19 (un, J=8,8, 2,1 I', 1H), 5,13 (¢, 2H), 1,43 (c, 9H);

MC (ES+): 350,4 (M+1), MC (ES-): 348,3 (M-1), 384,4 (M+Cl).

Cramust 3: momydyeHue Tper-OyTmi-2-(3-kapoamoni-5-(mupuMuaAnH-5-nnamuHo)-1H-unnon-1-mn)anerara
(141c).

Peakums 2-(3-xap6amoni-5-(mupuMuanH-5-nnamuno)- 1 H-unnon-1-un)ykcycnoit kucnotsr (141b) (320
mr, 0,92 mmone) B EtOH (10 mur) ¢ korn. NH,OH (0,71 mu, 18,32 mmoins) u nepokcumoM Bogopoaa (35% Boa-
HeIiA, 0,42 M1, 13,74 MMOJIB) TIO METOMKE, MPUBEACHHON /Tt cTaguu 1 cxemsl 97, nama mocie o0paboTKH peak-
IIMOHHON cMecH TpeT-0yTmi-2-(3-kapbaMomi-S-(mupuMuInH-5-unaMuHo)- 1 H-uamon-1-mn)anerar (141¢) (300
Mr, 0,82 MMOJIB, BEIXO 89%) B BHIe OEIIOTO TBEPOTO BEIIECTBA C METANIMIECKUM OTTEHKOM;

'H SIMP (300 MI'ti, IMCO-ds) & 10,22 (c, 1H), 8,54 (c, 1H), 8,44 (c, 2H), 7,99 (n, J=2,2 T, 1H), 7,94 (c,
1H), 7,40 (m, J=8,8 T'm, 1H), 7,06 (mxn, J=8,7, 2,2 I'u, 1H), 6,85 (ym.c., 1H), 5,06 (c, 2H), 1,43 (m, J=2,6 I'u, 9H);

MC (ES+): 368,5 (M+1), 390,5 (M+Na); MC (ES-): 366,4 (M-1), 402,4 (M+Cl).

Cramus 4: nonmydenue 2-(3-kapObaMowmi-5-(MTUpUMHIAH-5-W1aMIHO)- 1 H-uHI0IT- 1 -11) yKCYCHOM  KHCIIOTHI
(1414d).

Peakums Tper-OyTmi-2-(3-kapoamonn-5-(mupuMuanH-5S-miamuHo)-1 H-uanon-1-wm)anerata (141c) (300
mr, 0,82 mmonp) ¢ TOK (1,26 mi, 16,33 MMOIIB) IO METOIUKE, IPUBEICHHOMN IS CTaIUU 2 CXEMBI 2, Taja TOocIie
00paboOTKN peakIMOHHONW CMECH M PACTHPAHUS CHIPOTO MPOIyKTa ¢ ToyosioM (2x30 M) u 30% EtOAc-rexcan
(10 M), 2-(3-xapbamon-5-(nmupuMuanH-S-miamuHo)-1 H-unnon-1-mwn)ykeycnyro kucnory (141d) (250 mr, 0,8
MMOJIB, BBIX0Z 98%) B BHIE CBETIIO-OPaHKEBOT'O TBEP/IOTO BEIIECTBA;

'H aMP (300 MI'u, IMCO-d¢) o 13,54 (ymr.c, 1H, oomenuBarommuiics ¢ D,0) 8,54 (¢, 1H), 8,45 (c, 2H),
8,00 (&, J=2,2 T', 1H), 7,96 (¢, 1H), 7,43 (1, J=8,8 I'n, 1H), 7,11-7,01 (m, 1H), 5,07 (c, 2H);

MC (ES+): 312,4 (M+1); MC (ES-): 310,3 (M-1).

Cramus  5: momydenme  1-(2-((2-((3-x50op-2-pTopOeH3wIT)aMIHO )-2-0KCOITHI )(MU30TIPOTIHIT ) aMHHO )-2 -
OKCO3THIN)-5-(MupuUMHUIUH-5-mtaMuHO )- | H-uanon-3-kap6okcamua (141e).

Peaxmms 2-(3-kapbamomt-S-(mupuMuIuH-5-mnaMuHo )- 1 H-uanon- 1 -mn)ykcycnoit kuciotst (141d) (70 wmr,
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0,23 mmoinb) ¢ N-(3-xi0p-2-dpropOensmn)-2-(n3onponmwiamuno)aneramuaom (19¢) (64 mr, 0,25 mmoins) 1o Me-
TOJIUKE, IPUBEACHHOW JIJIsI CTaUH 3 CXEMBI 2, Aaja Tocie 00paboTKH PeaKIMOHHONW CMECH U OYHUCTKH C TIOMO-
B0 QIBII-KOTOHOYHON Xpomartorpadun [cunmkarens (12 1), amoupys CMA-80 8 CHC; 0-50%] 1-(2-((2-((3-
XJI0p-2-PTOPOCSH3IIT)aMHHO )-2-0KCOITHII ) (M30TIPOTIHIT ) aMHHO )-2-0KCOITHII) -5 -(MUpUMUINH-S-r1aMuHO ) - 1 H-
uapon-3-kapooxcamua (141e) (33 mr, 0,06 mmonb, BeIxon 27%) B Buae 0€I0T0 TBEPAOTO BEIIECTBA CMECH PO-
TaIlMOHHBIX H30MEPOB B COOTHOIICHUH 2:1;

'H SIMP (300 MI'u, IMCO-d) & 8,82 u 8,34 (21, J=5,9 ', 1H), 8,531 u 8,538 (2¢, 1H), 8,44 (c, 2H), 8,39
(c, 1H), 8,00 u 7,99 (2¢c, 1H), 7,91 (c, 1H), 7,62-6,65 (M, 6H), 5,29 u 5,12 (2¢, 2H), 4,67-4,52 u 4,30-4,18 (M,
1H), 4,47 n 4,33 (2, J=5,6 I'u, 2H), 4,16 n 3,85 (2¢, 2H), 1,23 u 0,99 (2x, J=6,8 ', 6H);

PF SIMP (282 MI', IMCO-dg) & -121,20 u -121,77;

MC (ES+): 552,6 M+1), 574,6 (M+Na); MC (ES-): 586,5 (M+Cl).

Cxema 142
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[Honyuenue 2-(5-amuHO-7-0KCc0-6,7-muruapo-2H-mmupazomno[4,3-d Jmupumunua-2-wmn)-N-(2-((3-xmmop-2-
(hropbOen3mT)aMiHO )-2-0kcoaTHN )-N-m3onponmnaneramua (142f).

Cramust 1: momydeHue wmeTui-1-(2-(Tper-0yTokch)-2-okcoaTui)-4-autpo-1 H-mupazon-3-kapOokcuiara
(142b).

Peakums metnmin-4-uutpo-1H-mmpason-3-kapbokcwnara (142a) (3 r, 17,53 mmons) u Tper-OyTmi-2-
opomanerara (3,11 v, 21,04 mmons) B JJM®DA (10 M), ucrons3yst kapoonat kanwus (3,63 r, 26,3 MMoIb) 1O
METOJIMKEe, TIPUBEIEHHOM /U cTaauu 1 cxembl 43, mana mocie o6paboTKH PEaKIIMOHHON CMeCH ¥ OYMCTKH KO-
JIOHOYHOH (umdmI-xpomaTtorpaduei [cummkarenb amonpys cMech rekcanos/EtOAc (ot 1:0 mo 4:1)] metnn-1-(2-
(Tpet-0yTOoKCcn)-2-0KkcoaTN)-4-HuTpo- 1 H-mupazon-3-kapbokcunar (142b) (3,35 r, 67%) B Bume OecuBeTHOH
CMOJIBI;

'H SIMP (300 MI'u, IMCO-dq) & 8,98 (c, 1H), 5,14 (c, 2H), 3,89 (c, 3H), 1,44 (c, 9H);

MC (ES+): 308,3 (M+Na).

Cramust 2: monydyeHue MeTui-4-aMuHoO-1-(2-(Tper-0yTokcH)-2-okcodatun)- 1 H-mupazon-3-kapOokcunara
(142¢)

I'mppupoBanne Metui-1-(2-(Tper-0yTokcn)-2-okcoaTin)-4-aurpo-1 H-nupazon-3-kapOokcmnara  (142b)
(3,191, 11,18 mmous) 8 MeOH (100 mur), ucrons3yst mamnaaui (0,595 r, 0,559 mmomns) (Pd/C, 10%) B kauecTBe
KaTaJln3aToparo METOIUKe, IPUBEICHHOM Ha cxeMe 79, nano mociie 00paboTKU PEaKIIHOHHONH cMecH 4-aMUHO- 1 -
(2-(Tpet-6yTokcn)-2-okcoaTiun)- 1 H-nmupazon-3-kapookcunar (142¢) (2,65 r, 93%) B Buze Genoro TBEepaoro Be-
IIECTBA C METANIMYECKUM OTTEHKOM, KOTOPOE HCIOJIb30BaI B TAKOM BHJIE Ha clexylomel ctaaun 6e3 A0Ioll-
HHUTEIIbHON OYHNCTKHU,

'H SIMP (300 MI'u, IMCO-dg) 8 7,17 (c, 1H), 4,87 (c, 2H), 4,71 (c, 2H), 3,75 (c, 3H), 1,42 (c, 9H);

MC (ES+): 278,4 (M+Na).

Cramus 3 nomyaeane  2-(5-((MeTOKCHKapOOHMI)aMHHO )-7-0Kc0-6,7-nmurunpo-2H-nupaszono[4,3-
d]mapumuanH-2-11)ykeycHou kucnotsl (142d).

Peakmst metui-4-amuHO-1-(2-(TpeT-0yTOoKCH)-2-0Kkc0a3THN)- | H-Ttpazon-3-kapooxcmnara (142c) (530 wmr,
2,08 MMOIIb) ¢ METWJIOBBIM 3(PHUPOM (METOKCHKApOOHHMIAMHUHO )(METHITHO )METHICHKapOAMUHOBON KHCIIOTHI
(43d) (646 MT) B yKCYCHOI KHCIIOTE ITO METOJIUKE, IPUBEACHHOM I CTaIuu 2 cxeMbl 43, nana mocie oopadot-
KU peakiuoHHOW cmecu u pactupanust ¢ CHCl; 2-(5-((MeToxcHkapOOHMII)aMHHO)-7-0Kc0-6,7-quruapo-2H-
npasono[4,3-d] mupumuauH-2-un)ykeycnyto kucnoty (142d) (223 mr, 40%) B Buze 6eoro TBEpIOTo BEIIECTBA
C METAJUTMYECKUM OTTEHKOM;

'H SIMP (300 MI', JIMCO-dg) & 13,35 (ym. c., 1H), 11,29 (c, 1H), 11,05 (c, 1H), 8,14 (¢, 1H), 5,18 (c,
2H), 3,74 (c, 3H);

MC (ES-): 266,3 (M-1).

Cranus 4: nomydenue meti-(2-(2-((2-((3-xmop-2-pTopOeH3mI1)aMUHO)-2-0KCOITHIT ) (M30IPOITHII)aMHHO ) -
2-0KC03THI )-7-0KkC0-6,7-murunpo-2H-mupazono[4,3-d[mupumunua-5-mn)kapbamar (142¢).

Peaxtmst 2-(5-((MeTokcukapOOHIIT)aMUHO)-7-0KCc0-6, 7-nuruapo-2H-nmpazono[4,3-d jmrupumuaua-2-
W) YKCYCHOU KHUCIIOTHI (142d) 36 MT, 0,14 MMOJTb) ¢ N-(3-xmop-2-propbensmn)-2-
(m3omnponmiamuHo)areramuaoM (19¢) (35 mr, 0,14 MMoOITB) IO METOUKE, MPUBEACHHOMN IS CTATUHN 3 CXEMBI 2,
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Jlajia rocie o0pabOTKN peaKIIMOHHONH CMECH U OYHCTKH C TIOMOIIBIO (II3II-KOJIOHOYHOH XpomarorpaduH [cuiu-
karens (12 r), smoupys CHCI;/MeOH (ot 1:0 mo 9:1)] merun-(2-(2-((2-((3-xm0p-2-pTopOeH3mIT)aMUHO)-2-
OKCOITHIT ) (M30TPOITHIT)aMHHO )-2-0KCOITHN )-7-0KC0-6, 7-nurunapo-2H-mupazono[4,3-d [mupumugua-5-
nmkap6amar (142e) (35 mr, Berxon 61%) B Buzme 6€7I0T0 TBEPAOTO BEIIECTBA;

'H AMP (300 MI'ty, IMCO-dg) 8 11,29 (c, 1H), 11,08 (c, 1H), 8,77 (t, J=5,8 T'w) u 8,36 (1, J=5,9 'm) (2,
1H), 8,05 u 8,04 (2c, 1H), 7,56-7,08 (M, 3H), 5,44 u 5,27 (2¢c, 2H), 4,64-4,49 u 4,20-4,08 (2m, 1H), 4,42 (x,
J=5,6 T'n) u 4,33 (m, J=5,9 ') (21, 2H), 4,12 u 3,84 (2¢, 2H), 3,73 (c, 3H), 1,18 (1, J=6,4 I'm) u 0,98 (x, J=6,8
I'm) (2, 6H);

F SIMP (282 MI'n, IMCO-dg) 8d -121,32, -121,72;

MC (ES+): 508,6 (M+1) u 530,5 (M+Na).

Cramus 5: momydenue 2-(5-amuHO-7-0Kkc0-6,7-aurnapo-2H-nupasono[4,3-d|mupumununa-2-wmr)-N-(2-((3-
XJI0p-2-(pTOpOEH3MIT)aMUHO )-2-0KcoaTHI )-N-u3onponmianeramuaa (142f).

Peakmms  metmin-(2-(2-((2-((3-xs10p-2-¢hTOpOCH3MIT)aMUHO )-2-0KCOITHIT ) (M30POITHIT ) aMHHO ) -2 -OKCOITHI) -
7-0kco0-6,7-nurnapo-2H-nupasono[4,3-dmupumunun-5-mn)kapbamara (142¢) (32 mr, 0,063 mmons) ¢ 2 N Boz-
HBIM pacTBOpoM runapokcuja Hatpus (0,32 mi, 0,63 mmons) B MeOH no Meronvke, mpuBeASHHON At cTaauu 4
cxeMbl 43, nana nociie 06pabOTKH PEaKIMOHHON CMECH M OYHCTKH C TOMOIIBIO (MIDII-KOJIOHOYHOH XpoMaTo-
rpadun [cunmukarens (12 r), amoupyss CHCL;/CMAS80 (ot 1:0 mo 0:1)] 2-(5-amuHo-7-0Kkc0-6,7-murunpo-2H-
nupazodo[4,3-d]mupumunna-2-m)-N-(2-((3-x5m0p-2-pTopOEeH3MIT ) aMHHO )-2-0KCOITHI)-N-H30TIPOTTHIIAIIC TAMH/T
(142f) (6 mr, 32%) B BHIE O€IOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'u, IMCO-dg) & 8,76 (T, J=5,8 T'u) u 8,36 (1, J=5,9 T'n) (2t, 1H), 7,67 u 7,63 (2¢, 1H),
7,55-7,08 (M, 3H), 5,93 (ym. ¢, 2H), 5,33 u 5,16 (2¢c, 2H), 4,41 (&, J=5,6 I'm) u 4,34 (1, J=6,0 I'm) (21, 2H), 4,63-
4,52 1 4,19-4,04 (2m, 1H), 4,10 u 3,83 (c) (2¢, 2H), 1,15 (m, J=6,4 I'n) u 0,98 (z, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,34, -121,74;

MC (ES+): 472,5 (M+Na).

Cxema 143

o it Z NH
H KaCOs H, HN 2 o

N . EtO . EO 143¢ N.
) /Z o N_ PdC

- N’N \ IN
N
MeOOC NO, Br\)J\OEt )\_Z )\_Z N o

1423 MeOOC  NO,  MeOOC  NH; N \H

[Monyuenne N-(2-((3-xmop-2-dropbensuia)amMuno)-2-0kcoaTi)-N-n3onponui-2-(7-okco-6,7-quruapo-2H-
nupasono[4,3-dmupumunua-2-mn)aneramuna (143f).

Cramus 1: momydaerne MeTHI- 1 -(2-3TOKCH-2-0KcOodTHIT)-4-HUTpO- 1 H-mtrpazon-3-kapOokcunara (143a).

Peaxmmst metun-4-autpo-1 H-mupazon-3-kap6okcwmnara (142a) (1,9 1, 11,1 mmons) u 2-6pomarierara (1,508
M, 13,32 mmoinb) B IM®PA (7 M), ucmionb3yst kapooHaT kamus (2,3 T, 16,66 MMOJIb) TI0O METOJMKE, TTPUBEICH-
HOW st ctaaum 1 cxembl 43, ganma mociie 00pabOTKH pEaKIMOHHOW CMECH W OYMCTKH KOJIOHOYHOH (hidmI-
xpoMmaTtorpaduei [cmnmukarenb smoupys cmech TekcaHoB/EtOAc (ot 1:0 mo 2:1)] mermn-1-(2-3TokcH-2-
okcoaTHN)-4-HUTpO- | H-Ttmpazon-3-kapbokcumat (143a) (2,28 1, 80%) B Buze KEIATOr0 Macia;

'H SIMP (300 MT', JIMCO-de) & 8,99 (c, 1H), 5,26 (c, 2H), 4,19 (x, J=7,1 T'y, 2H), 3,89 (¢, 3H), 1,22 (1,
J=7,1Tu, 3H);

MC (ES+): 258,3 (M+Na).

Craaus 2: moydeHne MeTUiI-4-aMUHO- 1 -(2-3TOKCH-2-0Kc03TIIN)- | H-tupason-3-kapookcunata (143b)

I'mppupoBanue metmi-1-(2-3TokcH-2-0kcoaThin)-4-uutpo-1 H-nmpason-3-kapbokcninara (143a) (2,19, 8,5
mmois) B MeOH (80 mun), ucons3ys nmamtagmii (0,45 t, Pd/C, 10%) B kadecTBe KaranmzaTtopa MO METOAMKE,
NpUBEJCHHOW Ha cxeme 79, mamo mocie 0oOpaOOTKH PEaKIHMOHHOW CMecH MeTHi-4-aMuHO-1-(2-3ToKCH-2-
okcodTnn)- 1 H-mupa3zon-3-kapookcmnatom (143b) B Bume 6emoro TBEpAOTO BEMIECTBA ¢ METAIUTMUECKUM OTTEH-
KOM, KOTOpOE HCIIOJIB30BAJIN B TAKOM BHE Ha CIeAyomeil craanu 0e3 JOMOTHUTEIEHOW OUNCTKH;

MC (ES+): 228,3 (M+Na).

Cramus 3: moydenue 3Tui-2-(7-okco-6,7-nmuruapo-2H-nmpazono[4,3-d Jmupumuaun-2-un)anerara (143d).

Cmech MeTnin-4-aMuHO- 1 -(2-3TOKCcH-2-0kc0oaThN)- 1 H-mupazon-3-kap6okcunara (143b) (1,75 T BeImeyka-
3aHHOTO MPOJYKTa CO cTaauu-2) u popmumuaamu amnerata (143c¢) (8,08 r, 77 mMoitb) B aTaHoe (75 MIT) KHTIS-
TWIK B TeucHHEe 12 4. PeakmoHHYI0 cMech OXJIaIUIIA IO KOMHATHOHN TeMIIEpaTyphl M TOJIYYCHHOE TBEPIOEC Be-
MIECTBO COOpay (pHIBTPOBAHUEM, TPOMBUIH 3TAHOJ, U CYIIWIA B BaKyyMe C MOJTYYCHUEM ITHI-2-(7-0KCc0-6,7-
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muruapo-2H-npaszono[4,3-dmupumunnn-2-un)anerara (143d) (1,49 r, 82% 3a aBe craauu) B BUae OEIoro
TBEPJIOTO BEIIECTBA C METAJUTUICCKAM OTTCHKOM;

'H SIMP (300 MI'i, IMCO-de) & 11,92 (c, 1H), 8,36 (c, 1H), 7,79 (u, J=2,6 ', 1H), 5,34 (c, 2H), 4,18 (z,
J=7,1Tn, 2H), 1,22 (7, J=7,1 I'u, 3H);

MC (ES+): 245,3 (M+Na).

Cramus 4: nomydenue 2-(7-okco-6,7-guruapo-2H-nupasono[4,3-d|mupuMuauH-2-11)yKCyCHON KHCIOTHI
(143e).

Peaxmust aTrin-2-(7-oxco-6,7-quruapo-2H-nupasono[4,3-d] mupumunun-2-un)anerata (143d) (200 mr, 0,9
MMOJTb) ¢ 2 N BOJHBIM pacTBOPOM THApOKcuaa Hatpus (2,7 mi, 5,4 mmonb) B MeOH mo mMeTonuke, MpUBeIeH-
HOW nns ctamuu 4 cxeMbl 43, mama mocie o0paboTKM peakmuoHHOW cMech 2-(7-0kco-6,7-murnapo-2H-
npasono[4,3-d|nupumunun-2-min)ykcycHyto kucioty (143e) (165 mr, 94%) B Buae 6e0r0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 13,40 (c, 1H), 11,90 (c, 1H), 8,34 (c, 1H), 7,79 (x, J=3,4 T, 1H), 5,22
(c, 2H);

MC (ES-): 193,1 (M-1),

Cramust 5: momyuenne N-(2-((3-xm0p-2-pTopOeH3mT)aMiHO)-2-0KkcodThII)-N-u3onponui-2-(7-okco-6,7-
muruapo-2H-nmpaszono(4,3-dmupumuaus-2-mn)anetamua (143f).

Peaxums 2-(7-okco-6,7-nmurunpo-2H-nupazono[4,3-dnupumunus-2-mn)ykcycHor kuciaoTsl (143e) (70 wmr,
0,36 mmois) ¢ N-(3-x50p-2-pTopoen3mn)-2-(u3onpommaamuHo))anetamuaom (19¢) (112 mr, 0,43 mMmomab) 1o
METOJIMKE, TIPUBEICHHON /IS CTaauu 3 CXeMbl 2, aja mociie o0pabOTKH peaKIIMOHHOW CMECH W OYUCTKH C TIO-
MOIIBIO (PIdII-KOTOHOUHOM XpomaTorpaduu [cumukarens (4 1), amoupys CHCI;/MeOH (ot 1:0 mo 9:1)] N-(2-
((3-xmop-2-hTopObeH3mIT)aMruHO )-2-0KCc03THN )-N-u3onponui-2-(7-okco-6,7-muruapo-2H-nupazono[4,3-
d]mupumuana-2-un)anetamu (1431) (85 mr, Berxox 54%) B Buae 6€70T0 TBEPAOTO BEUIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 11,86 (ym. c., 1H), 8,77 (1, J=5,7 T'um) u 8,35 (2T, 1H), 8,25 u 8,24 (2c,
1H), 7,78 (1, J=3,1 I'u, 1H), 7,55-7,09 (M, 3H), 5,48 u 5,31 (2c, 2H), 4,68-4,48 u 4,22-4,10 (2m, 1H), 4,42 (m,
J=5,6 Tw) u 4,33 (1, J=5,7 T'm) (2, 2H), 4,13 u 3,85 (2¢, 2H), 1,19 (&, J=6,4 T'w) u 0,99 (x, J=6,8 T'n) (21, 6H);

PF SIMP (282 MI', IMCO-dg) & -121,32, -121,71;

MC (ES+): 435,4 (M+1).

Cxema 144
H,CO HO
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[Monyuenne  3-kapbamomni-1-(2-((2-((3-xmop-2-PpTOpOEH3NIT)aMIUHO )-2-0KCOITHI ) (M30IPOITHIT)aMHHO)-2-
okcoaTi)- 1 H-nana3on-5-kapooHoBoi KucaoTH! (144a).

Peaxkmms  metmi-3-kap6amonit-1-(2-((2-((3-xmop-2-pTopOeH3MI1)aMUHO ) -2 -0KCOITHIT ) (M30TPOITHIT ) aMHHO ) -
2-okcoatin)-1H-nanazon-5-kapbokemnara (132g) (3,2 r, 6,18 mmons) B MeOH/Bona (50 mi, 5:2, 06./00.), uc-
nose3yst NaOH (1,24 r, 30,9 mmois) B Boze (10 mur), To METOIMKE, MPUBEIACHHOMN I CTaquu 4 cxembl 43, naa
mocie 00paboTkH pEaKInOHHON cMecH 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCO3THIT ) (M30TIPOITHIT)aMUHO )-2-0Kkc03ThN)- | H-mHmazon-5-kapoonoByto kucnoty (144a) (3,04 r, 6,03 MMob,
BbIX0 98%) B BHJIe 6€TI0T0 TBEPIOTO BEUIECTBA,;

'H SIMP (300 MI'n, IMCO-dg) & 12,95 (c, 1H), 8,96-8,30 (M, 2H), 7,98 (ax, J=8,9, 1,5 ') u 7,93 (ux,
J=8,9, 1,5 T'm) 2an, 1H), 7,86 u 7,84 (2¢, 1H), 7,69 (1, J=9,0 T'm) u 7,61 (&, J=8,9 I'm) (2x, 1H), 7,57-6,92 (M,
4H), 5,64 u 5,51 (2¢c, 2H), 4,63-4,49 n 4,27-4,20 (2m, 1H), 4,46 (n, J=5,4 Tm) u 4,31 (1, J=5,7 I'n) (21, 2H), 4,18
u 3,83 (2¢, 2H), 1,23 (1, J=6,4 I'n) n 0,99 (n, J=6,8 T'm) (21, 6H);

PF SIMP (282 MI', AIMCO-de) & -121,22, -121,70;

MC (ES+): 504,5 (M+1), 526,5 (M+Na); MC (ES-): 502,5 (M-1).

Cxema 145
HO
DPPA N
(o] N/\H/N\)l\ /j@ TeA O)\%'ﬂ/\ﬂ/ \)L
HaN CI
144a 145a
NH;
NH
o
TEA l‘\l/\n/ N
=N O H .
HaN o 145b cl

Monyuenne 1-(2-((2-((3-xmop-2-hTOpOEH3UIT)aMHIHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(3-
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¢enmnypenno)-1H-unnazon-3-kapbokcamuna (145b).

Cragus 1: MOJTyYeHHe 3-kap6amon-1-(2-((2-((3-xmop-2-propObeH3mIT)aMUHO)-2-
OKCO3THIT ) (M30TPOITHIT)aMUHO )-2-0Kkc03TrN)- | H-uHna3on-5-kapoonnnazuaa (145a).
Peaxtmst 3-kap6amomni- 1-(2-((2-((3-xy0p-2-pTopOEeH3 T )aMIHO )-2-0KCOITHI ) (U30TIPOTIHIT )aMHHO )-2 -

okcodTnn)- 1 H-uanazon-5-kapoonoBoit kuciots (144a) (800 mr, 1,588 MMOIIB) 1O METOMKE, IPUBEICHHOM IS
cramuu 3 cxeMbl 129, mama mocie o0paOOTKM peakIMOHHOH cmecu 3-kapbamow-1-(2-((2-(3-xmop-2-
(hropOEH3NITAMIHO )-2-0KCOITHII )(30TIPOIIHI ) aMHHO )-2-0KcodTHI)- | H-uanazon-5-kapoonmnazun (145a) (1,32 1,
2,5 MMOJTb), KOTOPBIN HETTOCPECTBEHHO UCTIONB30BaJIM HA CICIYIOIEH cTaanu 0e3 JOTOJTHUTEIPHOW OUYHCTKH.

Cramus  2: momyuenue  1-(2-((2-((3-xyop-2-pTopOeH3nII)aMIuHO )-2-0KCOITHI ) (M30IPOITHIT ) aAMHHO)-2-
okco3THN)-5-(3-pennnypenno)-1 H-unnazon-3-xkapookcamuna (145b).

Peaxius 3-kap6amont-1-(2-((2-(3-xm0p-2-hTopOEH3MITAMHUHO ) -2 -OKCOITHIT ) (M30TIPOIIHII )aMHHO ) -2 -
okcoaTin)- 1 H-nanazon-5-kapoonunazuna (145a) (112 mr, 0,212 mmouns) B Toayore (15 mi) ¢ annnuHom (39,4
mr, 0,424 mmois), ucrons3yst TEA (0,059 mi, 0,424 MMOITh) B Ka4eCTBE OCHOBAHUS TI0 METOAUKE, TIPUBEACHHON
quist craauu 4 cxemsbl 129, nana nociie 00pabOTKK peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOHM Xpomarorpadu-
et [cummkarens (12 1), smoupys DMASO B IXM ot 0 mo 40%)] 1-(2-((2-((3-x110p-2-¢hTOopOeH3MIT)aMIHO)-2-
OKCOITHIT ) (M30TIPOITHIT)aMUHO )-2-0KC03THN )-5-(3-pernnypenno)- | H-uanazon-3-kapbokcamun  (145b) (9 wr,
0,015 mMous, BeIxo 7%) B BHJIE OTIOTO TBEPAOTO BEIECTBA;

'H SIMP (300 MI', IMCO-dg) (cMech JBYX POTAIHOHHBIX H30MepoB) & 8,83-8,77 u 8,42-8,28 (2m, 3H),
8,63 (c, 1H), 7,65-6,91 (M, 12H), 5,55 n 5,41 (2¢c, 2H), 4,62-4,50 n 4,30-4,21 (2m, 1H), 4,46 (n, J=4,9 T'm) u 4,32
(m, J=5,2Tm) (21, 2H), 4,18 u 3,83 (2¢, 2H), 1,22 (7, J=6,4 I'm) u 0,99 (7, J=6,7 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,74;

MC (ES+): 594,6 (M+1) MC (ES-): 628,6 (M+Cl).

Cxema 146
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Momyuenne (S)-1-(2-((2-((3-x10p-2-PpTOPOESH3MIT)aMUHO )-2-0KCOITHI ) (4-THAPOKCUOYTaH-2-HJT1)aMHUHO )-2-
okcoaTn)- 1 H-urnazon-3-kapookcamuna (146b).

Cramust  1: momyuenne (S)-N-(3-xsop-2-¢pTopoensnn)-2-((4-ruapoxkcndyTaH-2-1i1)aMHIHO )alleTaMHIa
(146a).

Peaxums 2-xmop-N-(3-xmop-2-propbensun)aneramuaa (35b) (350 mr, 1,48 mmous) ¢ (S)-3-amuHoOyTaH-1-
oJioM (264 mr, 2,97 MMOIIB) IO METOJIMKE, PUBEICHHON ISl CTaauu 2 cXeMbl 35, nana nociie o0paboTKu peax-
onHoi cMmecu (S)-N-(3-xiop-2-¢pTopoensnn)-2-((4-ruapoxkcndyran-2-min)amuto )aneramuy (146a) (112, 26%)
B BUJIC )KEJITOTO Macia, KOTOPOE MCIIOIb30BANIM Ha CIEAYIONIeH CTaquu 0e3 TOTOIHUTEIEHON OYNCTKY;

MC (ES+): 289,4 (M+1); MC (ES-): 287,3 (M-1).

Cramus  2: momydenue (S)-1-(2-((2-((3-xm0p-2-hTOpOCH3MIT)aMUHO)-2-0KCOITHN )(4-TUAPOKCHOYTaH-2-
WJT)aMUHO )-2-0kcodTun)- 1 H-uanazon-3-kapookcamuma (146b).

Peakmmst  (S)-N-(3-xmop-2-hropOen3mn)-2-((4-runpokcudyran-2-uin)amuHo ))areramuaa (146a) (112 wr,
0,39 mmonb) ¢ 2-(3-kapbamounn-1H-unmaszon-1-mn)ykcycHoit kuciortoit (2¢) (94 mr, 0,43 MMOJB) MO METOJHKE,
NPUBEJICHHON JUIA CTQAMU 3 CXeMBI 2, naja mociie 00pabOTKHM peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM
(dmam-xpomarorpadueit [cumrkarens (12 r), samoupys DMA-80 B JIXM ot 0 mo 40%] (S)-1-(2-((2-((3-xy10p-2-
(hTopOEH3MIT)aMIHO )-2-0KCOATHN ) (4-THIPOKCUOYTaH-2-1IT)aMHHO )-2-0Kkc03Ti)- | H-nHa307-3-kapOokcamu g
(146b) (40 mr, 0,082 mmob, BEIxo 21%) B BHIE O€IOTO TBEPIOTO BEIIECCTRA; 'H amp

(300 MTI'r, AMCO-d¢) 6 8,83 (1, J=5,7 I'n) m 8,40 (T, J=5,9 I'm) (21, 1H), 8,24-8,12 (M, 1H), 7,71 (7, J=6,3
I'y, 1H), 7,56-6,99 (M, 7H), 5,83-5,35 (M, 2H), 4,95-3,65 (M, 6H), 3,62-3,19 (M, 2H), 1,83-1,38 (M, 2H), 1,25 (x,
J=6,5T1) u 0,98 (xn, J=6,8 I'm) (21, 3H);

PF SIMP (282 MI'n, IMCO-de) & -121,25, -121,76;

MC (ES+): 490,5 (M+1), 512,5 (M+Na); MC (ES-): 488,5 (M-1); [na ocHoBannu SIMP manHoe coennHe-
HUE TPEICTABIIIET COOOM cMeCh POTAIMOHHBIX H30MEPOB B COOTHOMIEHHH 1:1].
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Cxema 147
NH,
0 %: Py
CI/\n’ KoCO4
350 Q\/(go 147 FATELDIER haN 147b
[Monyuenne (1-(2-((2-((3-xy0p-2-p TOpOEH3MIT )aMHIHO )-2-0KCOITHI)((3-MeTHIIOKCEe TaH-3 -

WJT)METHIT)aMUHO )-2-0kcodTr )- | H-urnazon-3-kapbokcamuaa (147b).

Cramus 1: momyuenune N-(3-xmop-2-¢Topbensmn)-2-((2-(3-MeTrmokceTaH-3-1i1)3THI ) aMHHO )arleTaMH/Ia
(147a).

Peaxmmst 2-x10p-N-(3-x50p-2-dpropodensun)amneramuaa (35b) (292 mr, 1,24 Mmmoib) ¢ (3-MeTHIIOKCETaH-3-
nin)MeraHamMuHOM (250 mr, 2,47 MMOJIB) 110 METOUKE, IPUBEICHHON IJIs CTaauy 2 cXeMbI 35, maja mocie oopa-
0OTKM pEaKIMOHHON CMECH M OYHCTKH KOJOHOYHOH (ummi-xpomartorpadueil [cunukarens (12 r), smoupys
EtOAc/MeOH (9:1) B rekcame or 0 no 60%] N-(3-xiop-2-propoensmn)-2-((2-(3-meTnnokceran-3-
wi)atwi)amuHo )anetamun (147a) (113 mr, 30%) B Buge OGeciBETHOrO Maca;

MC (ES+): 301,3 (M+1), 323,3 (M+Na); MC (ES-): 299,3 (M-1).

Cramus  2: monyuenume  (1-(2-((2-((3-xmop-2-pTopben3nin)aMuHo)-2-0kcodTri)((3-MeTrnokceTan-3-
WJT)METHIT)aMUHO )-2-0kcod3TrN )- | H-urnazon-3-kapbokcamuaa (147b).

Peaxmmst N-(3-xmop-2-dropoensnn)-2-((2-(3-meTrmnokceran-3-mi)3Tin)aMuHo Janetamuna (147a) (113 wr,
0,38 mmomb) ¢ 2-(3-kapbamomi-1 H-urna3on-1-nn)ykcycHo kucnotoit (2¢) (91 mr, 0,4 MMOIB) TTO METOJIHKE,
MIPUBEJICHHON IS cTaguu 3 cXeMmbl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomarorpadueit [cumukarens (12 1), amoupys DMA-80 B IXM ot 0 mo 40%)] (1-(2-((2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KCcOoITHI ) ((3-METHIIOKCEeTaH-3 -1 )METHII ) aMHUHO )-2-0KcodThN )- | H-mHmazo:-3-
kapOokcamu (147b) (76 mr, 0,15 mmoib, Beixoq 40%) B BuIe OSIOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI', IMCO-dg) & 8,83 (1, J=5,6 T'x) u 8,50 (t, J=5,8 T'w) (21, 1H), 8,19 (x, J=8,1 T'y, 1H),
7,82-7,65 (M, 1H), 7,57-7,10 (m, 7H), 5,54 u 5,49 (2¢, 2H), 4,54-3,03 (M, 10H), 1,24 u 1,22 (2¢, 3H);

PF SIMP (282 MI', IMCO-de) & -121,16, -121,55;

MC (ES+): 524,5 (M+Na); [Ha ocHoBanuu SIMP nanHOE coemUHEHHE IPEICTABISET COO0I CMECh IBYX po-
TAI[MOHHBIX U30MEPOB B COOTHOMICHHH 4:1].

Cxema 148
F F

) gs
o mwg Hgﬁu

1482 C'
145a
IMomyuenue 1-(2-((2-((3-x10p-2-hTOPOESH3MIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) AMHHO ) -2 -OKCOATHI)-5-
(3,3-mudropriunepunuH- 1 -kapookcamuo)- 1 H-nagazon-3-kapookcamuna (148a).
Peaxtmst 3-kap6amoni-1-(2-((2-(3-x10p-2-PTOpOEH3MITAMHUHO )-2-0KCOITHI )(U30TIPOITHIT ) aMHUHO )-2 -

okcoatmn)-1 H-uanazon-5-kapoonnnasuaa (145a) (200 wmr, 0,38 mmomp) B Tomyose (15 wmu) ¢ 3,3-
nmudTopriuniepuauH Tuapoxopuaom (119 mr, 0,756 mmons), ucrions3ys TEA (0,21 mi, 1,51 MMonb) B kKadecTBe
OCHOBAaHHS TI0 METOJWKE, MPUBEACHHON /I cTanuu 4 cxeMbl 129, mana mociie 00paboTKH PEaKIIMOHHON cMecH
M OYHCTKH KOJIOHOYHOM Xpomarorpadueii [cunukarens (12 1), amoupyst DMAS8O B JIXM ot 0 mo 40%] 1-(2-((2-
((3-x710p-2-PpTOPOEH3MIT)aMUHO)-2-0OKCOITUI)(U30TIPOIIHIT )aMHHO )-2-0KCO3 T )-5-(3,3-mudroprmnepu -1 -
kapOokcamuo)- 1 H-unnazon-3-kapookcamun (148a) (36 mr, 0,058 mmoub, Bexon 15%) B Buae Oenoro TBepao-
TO BEIIECTBA;

'H SIMP (300 MT';, IMCO-de) (B BrIe CMeCH ABYX POTALMOHHBIX n3oMepoB) & 8,82 (t, J=5,8 ') u 8,36
(1, J=5,8 I'm) (21, 1H), 8,78 (c, 1H), 8,19 (¢, 1H), 7,71-7,04 (m, 7TH), 5,54 u 5,41 (2c, 2H), 4,65-4,50 u 4,29-4,21
(2m, 1H), 4,46 (1, J=5,3 Tu) u 4,32 (n, J=5,6 T'm) (2n, 2H), 4,21-3,70 (m, 4H), 3,52 (1, 2H), 2,17-1,95 (M, 2H),
1,82-1,60 (M, 2H), 1,22 (1, J=6,4 I'n) u 0,99 (1, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-dg) & -101,17, -121,22, -121,78;

MC (ES+): 622,6 (M+1), 644,6 (M+Na); MC (ES-): 620,5 (M-1).
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Cxema 149
0
H K,CO
SN‘ - EtOJ\ R OEt
N —_—
\ /] o) N~N /N‘Nj
Meooc N, E;r\)kOEt S\ q S=<
149a Meooc  NH, MeooC  NH,
o 149b 149¢
HNZ “NH, E‘OZC HOZC HATU
EtO
430 NaOH, _ DIPEA % WN\)L
\ )—%: >_L
140f
MeOOC H cl
o HN N
149d
149b 149¢
Ao 19¢

[Monyuenne N-(2-(3-xm0p-2-pTOpOeH3MIaMUHO)-2-0Kc0o3THI )-N-n3onponui-2-(4-oxco-4,5-quruapo-2H-
nupazono|3,4-d|mupumunuH-2-mn)anetamuna (149f).

Cramus 1: moydeHne MeTwiI-3-aMuHO- 1 -(2-3ToKcH-2-0kcodTrin)- 1 H-mupazon-4-kapbokcunata (149b).

Peaxmmst meTwmi-3-amuno- 1 H-upazon-4-kap6okcunara (149a) (4,9 r, 33,0 mmons) u 2-6pomanerata (4,48
M1, 39,6 mmons) B JIM®PA (20 M), ucmonb3yst kapooHaT kamus (6,91 1, 49,5 MMOIb) IO METOIMKE, TIPUBEICH-
HOW must cramuu 1 cxembl 43 mama mocne oOpabOTKHM pEeaKIMOHHOW CMECH W OYHUCTKH KOJIOHOWHOH (hidii-
xpoMmatorpaduei [cumkarens dmoupys cmech rekcanoB/EtOAc (ot 1:0 mo 1:1)] metnun-5-amuno-1-(2-3TOKCH-
2-okcooatin)-1H-upazon-4-kapbokcunar (149b) (3,98 1, 53%) B Buze xKenToro Macia;

'"H SIMP (300 MT';, IMCO-de) & 7,97 (c, 1H), 5,41 (c, 2H), 4,82 (c, 2H), 4,14 (x, J=7,1 Ty, 2H), 3,70 (c,
3H), 1,20 (1, J=7,2 ', 3H);

MC (ES+): 228,3 (M+1); u

METWI-5-aMUHO- 1 -(2-3TOKCH-2-0Kc0oaTi)- 1 H-nupazon-4-kapbokcunar (149¢) (2,73 r, 36%) B BUne xen-
TOTO TBEPJOT'O BEIIECTBA;

'"H SIMP (300 MT', JIMCO-de) & 7,48 (c, 1H), 6,42 (c, 2H), 4,82 (c, 2H), 4,13 (x, J=7,1 T', 2H), 3,68 (c,
3H), 1,20 (1, J=7,1 I', 3H);

MC (ES+): 228,3 (M+1).

Cramus 2: mosydenue 3Tui-2-(4-oxco-4,5-nmuruapo-2H-nmpazono[ 3,4-d Jrupumuaun-2-un)anerata (149d).

Peakmmst metwin-3-amuHO- 1-(2-3TOKCH-2-0KC03THN)- | H-upazon-4-kapbokcumata (149b) (3,44 1, 15,15
M) ¢ popmumunamuy aneratom (143¢) (15,93 r, 151 mmonp) B aTanone (120 M) o MeTOaUKE, MPUBEACHHOK
st ctaauu 3 cxembl 143 pmama mocie oOpaOOTKM PEaKIMOHHOW CMECH W OYHMCTKH KOJIOHOYHOH (IdII-
xpomatorpadueit [cwmmkarens smonpys CHCl;/MeOH (ot 1:0 mo 9:1)] stmn-2-(4-oxco-4,5-nuruapo-2H-
rupa3zono|3,4-d Jmupumunun-2-un)anerat (149d) (979 mr, 29%) B Bume 6eI0T0 TBEPIOTO BEIIECTBA; %0).

'H SIMP (300 MTI'n, JIMCO-d) & 11,80 (c, 1H), 8,53 (c, 1H), 7,95 (¢, 1H), 5,25 (¢, 2H), 4,18 (x, J=7,1 T,
2H), 1,22 (t, J=7,1 T'u, 3H);

MC (ES+): 223,3 (M+1).

Cragusa 3: monyuenue 2-(4-okco-4,5-muruapo-2H-nupa3zomno|3,4-d|mupuMuanH-2-11)yKCYCHOW KUCIIOTHI
(149e).

Peaxums atmi-2-(4-oxco-4,5-nuruapo-2H-nupasosno|3,4-dmupumuann-2-mn)anerata (149d) (200 mr, 0,9
MMOJTb) ¢ 2 N BOJHBIM pacTBOPOM THApoKcuaa Hatpus (2,7 mi, 5,4 mmonb) B MeOH mo mMeTonuke, MpUBeICH-
HOW nns ctamuu 4 cxeMbl 43, mama mocie o0pabOTKM peaKmHOHHOW cMech 2-(4-okco-4,5-murnapo-2H-
npa3ono|3,4-dmupumuana-2-mn)ykeycHyto kucioty (149e) (162 mr, 93%) B Bume 6e10r0 TBEpAOTO BELIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 13,40 (c, 1H), 11,77 (c, 1H), 8,51 (c, 1H), 7,94 (n, J=3,7 'y, 1H), 5,13
(c, 2H);

MC (ES’): 193,1 (M-1).

Cramus  4: momydenne N-(2-(3-xmop-2-pTopOeH3mmaMuHo)-2-0kcodThn)-N-u3onponmi-2-(4-oxkco-4,5-
nmuruapo-2H-mupazono[3,4-dmupumunna-2-mn)anetamuaa (149f).

Peaxums 2-(4-okco-4,5-nmurunpo-2H-nupazono|3,4-djnupumunus-2-mn)ykcycHor kuciaoTsl (149¢) (70 wr,
0,36 MMonb) ¢ N-(3-xmop-2-¢pTopbensmn)-2-(u3onponmiamMuHo )aneramugom (19¢) (112 wmr, 0,43 mmons) 1o
METOJIMKE, MPUBEACHHON U CTaMM 3 CXEeMBI 2, ana rnocie o0padoTKH peakIMOHHON CMECH M OYHMCTKH C TI0-
MOIIBIO (PIAII-KOJIOHOYHOM Xpomarorpaduu [cunukarens (4 1), amoupys CHCl;/MeOH (ot 1:0 mo 9:1)] N-(2-
(3-xyop-2-¢pTopoeH3nIamMmuHo)-2-0kcoaTri)-N-n3onponui-2-(4-okco-4,5-muruapo-2H-mpazono[ 3,4-
d]mupumuana-2-un)anetamun (1491) (81 mr, Bexon 52%) B Bue 0€10TO TBEPAOTO BEIIECTBA C METAJUIMIECKUM
OTTEHKOM;

'H AMP (300 MI'ry, IMCO-dg) & 11,74 (yr. c., 1H), 8,76 (t, J=5,8 T'w) u 8,36 (1, J=5,9 T'm) (2T, 1H) 8,43
u 8,42 (2c, 1H), 7,93 (1, J=2,7 I'n, 1H), 7,54-7,10 (m, 3H), 5,40 u 5,23 (2¢c, 2H), 4,65-4,49 u 4,23-4,10 (2m, 1H),
4,42 (n, J=5,8 Tm) m 4,32 (7, J=5,8 I'n) (21, 2H), 4,13 u 3,84 (2¢, 2H), 1,18 (1, J=6,5 T'm) u 0,98 (m, J=6,8 ')
(2n, 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,32, -121,71;

MC (ES-): 433,5 1 435,3 (M-1); 469,5 u 471,5 (M+Cl).
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Cxema 150
HO NH o
Y o) ©/\NH2 d Y
s "y d S
=N 0 H =N O .
F HATU, DIEA HoN )
NN ¢ O 150a
144a
IMomyuenue N5-6en3mi-1-(2-((2-((3-x10p-2-pTopOeH3MIT)aMIHO )-2 -0KCOITHIT ) (U30TIPOIIHIT )aMHHO ) -2~
okcoatnn)- 1 H-uanazon-3,5-nukap6okcamuma (150a).

Peaxrmst 3-kap6amomni- 1-(2-((2-((3-xyop-2-pTopOeH3 T )aMIHO )-2-0KCOITHI ) (MU30TIPOTIHIT )aMHHO )-2 -

okcodTnn)- 1 H-uanazon-5-kapoonoBoit kuciotsl (144a) (50 mr, 0,1 mmomns) ¢ dhenmnmeranamuaom (0,016 mur,
0,149 MMoOIIB) TIO METOAMKE, TIPUBEICHHON JIJIST CTAANK 3 CXEMBI 2, nana mocjiae oOpaboTKH PeakIMOHHON CMecH
Y OYMCTKHU KOJIOHOYHOH (pimdmi-xpomaTtorpadueid [cunukarens (4 1), amoupys MeOH B JIXM (ot 1:0 mo 19:1)]
NS5-6en3mi-1-(2-((2-((3-x10p-2-PTOPOSH3UIT)aMUHO )-2 -0KCOITHIT ) (M30TIPOITHIT)aMUHO ) -2-0Kco3Th )- 1 H-
uHaa30u-3,5-aukapookcamun (150a) (25 mr, 43%) B Bue 6€I0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI'r, IMCO-dg) & 9,20 (1, J=6,0 T'rr) u 8,88-8,68 (M) u 8,36 (T, J=5,8 I'y) (3H), 7,98-7,88
(M, 1H), 7,81 u 7,79 (2¢, 1H), 7,67 (1, J=8,9 I'n) u 7,60 (ax, J=8,9, 0,8 T'n) (1 u g, 1H), 7,55-6,96 (M, 9H), 5,63
u 5,49 (2c, 2H), 4,60-4,48 u 4,28-4,21 (2m, 3H), 4,46 (1, J=5,7 T'w) u 4,31 (7, J=5,8 I'n) (2n, 2H), 4,18 u 3,83
(2¢,2H), 1,23 (1) 1 0,99 (&, J=6,8 T'm) (21, 6H);

PF SIMP (282 MI'y, AIMCO-dg) & -121,22, -121,73;

MC (ES+): 615,6 u 617,6 (M+Na); MC (ES-): 627,5 u 629,5 (M+Cl).

Cxema 151

QNH N

HO NH,

o)

y TR a g it

N N >, NN

~_N O H =N O H

F HATU, DIEA . F

HoN >

Y% cl O 151a cl

144a

Monyuenne  1-(2-((2-((3-x10p-2-PTOopOEH3MIT)aMHHO)-2-0OKCOITHIT)(N30TIPOTIHIT)aMHHO )-2-0KCOITHIT )-N5-
(enmn-1H-unnazon-3,5-mukapobokcamuna (151a).

Peaxius 3-kap6amont-1-(2-((2-((3-x0p-2-PpTOpOEH3UIT)aMUHO ) -2 -OKCOITHI ) (M30TIPOIIHIT )aMHHO )-2-
okcoaTn)- 1 H-unnazon-5-kapoonoBoit kucnotsr (144a) (50 mr, 0,1 mmois) ¢ armmuHOM (0,016 M, 0,18 MMob)
10 METOJWKE, MPUBEACHHON IS CTaAWU 3 CXEMBI 2, Jana mocie oOpaboTKH peakIMOHHOH CMECH M OYHCTKH
KOJIOHOYHOU umIi-xpomaTtorpadueit [cunukarens (4 1), amonpys MeOH B JIXM (ot 1:0 mo 19:1)] 1-(2-((2-((3-
XJIOP-2-PTOPOCSH3IIT)aMHHO )-2-0KCOITHI )( M30TIPOTIFIT ) aMHHO )-2-0KcodTHIT)-N5-hennin- 1 H-unnazomn-3,5-
mukap6okcamun (151a) (17 mr, 30%) B Bume 6emoro TBEpAOTo BEIIECTBRA;

'H SIMP (300 MTI'ti, IMCO-ds) & 10,44 u 10,43 (2¢, 1H), 8,89-8,79 (M) u 8,38 (1, J=5,9 ') (2H), 8,02-
7,92 (m, 1H), 7,87-7,77 (M, 3H), 7,75-7,64 (m, 1H), 7,57-6,98 (m, TH), 5,65 u 5,52 (c, 2H), 4,61-4,50 u 4,31-4,21
(2m, 1H), 4,47 (n, J=5,5 Tu) u 4,32 (1, J=6,0 T'u (21, 2H), 4,19 u 3,85 (2¢, 2H), 1,24 (x, J=6,2 T') u 1,00 (x,
J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,21, -121,70;

MC (ES+): 601,6 n 603,6 (M+Na).

Cxema 152
o}
BocHN OH
NHBoo ) TN j, yrBoe
i "NH HN N <>
i O Qi t
F £ N
HATU, DIEA F
Br/\[c]; K,CO, é[': HN g o )
69b 152a cl
IMomyuenue TpeT-0yTHi-((1uc)-3-(2-(3-kapdamomi-1 H-unnazon-1-m)-N-(2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHII )alleTAMUIO ) IIUKIIO0y THIT)KapOamara (152b).
Cragus 1: MOJIy4eHUe Tpet-0yTIi-((1mc)-3-((2-((3-xmop-2-propoeH3mn)aMuHO )-2-

OKCO3THII)aMHHO ) [IUKJI00yTHI)KapOamaTa (152a).

Peakmus 2-6pom-N-(3-xmop-2-propoensmn)aneramuaa (69b) (250 mr, 0,89 mmons) ¢ Tper-OyTmi-(1mc)-3-
aMUHOIIMKIIOOyTHIKapOamaToM (250 mr, 1,34 MMOJB) TIO METOAMKE, TIPUBEIEHHOM JIJIST CTAINK 2 CXeMBI 35, na-
Ja mociyie o0pabOTKU PEaKITMOHHON CMECH M OYMCTKH KOJIOHOYHOW (pydmi-xpomaTorpadueii [cummkarens 12 T,
smoupys MeOH B AXM or 0 mo 50%] tper-Oyrmi-((unc)-3-((2-((3-xmop-2-hropbeH3nin)aMuHo)-2-
OKCOATHII)aMUHO )IIHKII00yTHiT)Kapbamar (152a) (243 wr, 0,63 mMMoins, BEIxon 71%) B BHAE T'YCTOTO XKEITOTO
macia. MC (ES+): 386,5 (M+1); MC (ES-): 384,4 (M-1).
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Cragus 2: MOJIy4eHUE Tpet-0yTIa-((1mc)-3-((2-((3-xmop-2-propoeH3mn)aMuHO )-2-
OKCO3THII)aMHHO ) [IUKJI00yTHII)KapOamaTa (152a).
Peaxtmst TpeT-0yTHi-((1uc)-3-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) aMHHO ) ITUKJIIO0 Y THIT ) -

kapOamara (152a) (114 wmr, 0,3 MmMonb) ¢ 2-(3-kapOamownn-1H-unmazon-1-mr)ykcycnoit kucnoroit (2e) (78 mr,
0,36 MMOITB) TIO METOIMKE, TIPUBEACHHOMN IS CTAJMK 3 CXEMBI 2, aja 1mocie 00paboTKH peaKIIMOHHONH CMECH U
OYHNCTKH KOJOHOYHOH (umuI-xpoMaTtorpadueii [cunukarens, (12 1) amoupys MeOH B AIXM ot 0-20%] Tpet-
OoyTri-((1uc)-3-((2-((3-x10p-2-GpTOPOESH3MIT)aMIHO ) -2 -OKCOITHIT)aMUHO )IUKIIOOyTHI)KapOamar (152a) (122 wr,
0,21 mmomb, Beixo 70%) B B 0€IOT0 TBEPIOTO BEIIECTBA KaK CMECH JIBYX POTALIMOHHBIX H30MEPOB;

'H SIMP (300 MI';, IMCO-dg) & 8,80 u 8,40 (2T, J=5,9 'y, 1H), 8,20-8,15 (m, 1H), 7,69 (yur. c., 1H), 7,59
u 7,57 (2c, 1H), 7,53-6,99 (m, 6H), 5,56 u 5,36 (2¢, 2H), 4,47 (n, J=5,6 T'm) u 4,37-4,25 (m) u 4,04 (c) (5H),
3,82-3,55 (M, 1H), 2,60-2,53 u 2,36-1,82 (2m, 4H), 1,38 u 1,37 (2¢, 9H);

PF SIMP (282 MI'i, IMCO-dg) & -121,25, -121,60. MC (ES-): 621,5, 623,5 (M+Cl).

Cxema 153

NHBoc ";‘Hz

L

N \)k 5
“’“ g

IMonyuenne 1-(2-(((umc)-3-amuHomKI00yTHI)(2-((3-XI10D- 2 (TOpOEH3MIT)aMIHO)-2-0KCOITHI)aMHHO)-2-
okcoaTn)- 1 H-unna3on-3-kapookcamuna (153a).

Peaxius TpeT-0yTHi-((1uc)-3-((2-((3-xm0p-2-PpTOpOEH3NIT)aMUHO )-2-0KCOITHI )aMHHO ) LIUKIO0 Yy THIT)-
kap6amata (152a) (109 mr, 0,19 mmons) ¢ TOK (0,286 M, 3,71 MMOIIB) 11O METOIMKE, TIPUBEACHHO ISt CTaIUH
2 cxeMsl 2, fana rnociae 00paboTKH peaKIMOHHONW CMECH U OYMCTKH KOJIOHOYHOW (ummI-xpoMaTorpadueii [cnnu-
karemb, (8 1) omoumpys DMASO B XM 0-30%)] 1-(2-(((mmmc)-3-amuHOIIIKIOOYTHI)(2-((3-X110p-2-
(bTopOEH3MIT)aMHUHO )-2-0KCOATHI ) aMHIHO )-2-0KcodTH)- | H-uanazon-3-kapbokcamun  (153a) (15 wmr, 0,031
MMOIb, BbIX0J 17%) B BHIE 6EI0T0 TBEPAOTO BEIIECTBA CMECH IBYX POTALMOHHBIX H30MEPOB;

'H SIMP (300 MI'w, JAMCO-d¢) ¢ 8,96-8,89 u 8,41 (1, J=6,0 I'm) (M u 1, 1H, oOMenuBaromuiicst ¢ D,0),
8,21-8,13 (M, 1H), 7,68 (c, 1H, odbmenuBarommuiicst ¢ D,0), 7,61-7,00 (m, 7H), 5,53 u 5,40 (2¢, 2H), 4,47 (x,
J=5,6 T'm) u 4,38-3,97 (m) (5H), 3,03-2,85 (m, 1H), 2,32-1,47 (M, 4H);

PF SIMP (282 MI'n, IMCO-dg) & -121,23, -121,62;

MC (ES+): 487,5 (M+1); MC (ES-): 485,5 (M-1), 521,4, 523,4 (M+Cl).

Cxema 154
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Iomyuenue N-(2-((3-x10p-2-pTopbeH3mIT)aMruHO)-2 -0KcodTHIT)-N-r3onponmi-2-(3-(2,2,2-

tpudTopanermn)-1 H-unnon-1-nn)aneramuza (154d).

Cranus 1: noxyuenue tper-0ytmn-2-(3-(2,2,2-rpudropaunerin)-1 H-unnon-1-mn)anerara (154b).

Peakums 2,2,2-tpudrop-1-(1H-unnon-3-nm)sranona (154a) (800 wmr, 3,75 mmomnb) c Tper-OyTmi-2-
opomarnerarom (1,46 T, 7,51 MMoIb) ¢ uconbp3oBaHueM kapOonarta kayms (1,03 r, 7,51 MMonb) B KadecTBe OC-
HOBaHM B areToHUTpIIIe (50 MiT) MO0 MeToAy, MpUBEACHHOMY JUTsl cTaanu |1 cxembl 43, mana mocie oopaboTKu
PEaKIIMOHHONH CMECH M OYHUCTKH KOJOHOYHOH Qummi-xpomartorpadueit [cwmmkarens (24 1), smonpys EtOAc-
rekcan oT 0 mo 60%)] tper-Oyrmn-2-(3-(2,2,2-rpudropanernn)-1H-uanon-1-nmn)anerar (154b) (1,15 r, 3,51
MMOJIB, BEIX0 94%) B Buze 06€J0T0 TBEPIOTO BEUIECTBA;

'H AMP (300 MI'u, IMCO-dg) & 8,60 (x, J=1,9 T, 1H), 8,23-8,17 (m, 1H), 7,63-7,57 (m, 1H), 7,44-7,35
(M, 2H), 5,27 (c, 2H), 1,43 (c, 9H);

MC (ES+) 328,4 (M+1), MC (ES-): 326,4, (M-1), 362,3 (M+Cl).

Cranus 2: nomxyaenue 2-(3-(2,2,2-rpudropanermn)-1 H-unnon-1-un)ykcycnoit kuciotsl (154c).

Peaxums tper-0ytHin-2-(3-(2,2,2-rpudropauermn)-1H-unnon-1-mn)anerara (154b) (1,1 r, 3,36 Mmmois) ¢
TOK (3,88 i, 50,4 MMOIIB) IO METOAMKE, IPUBEICHHON IS CTaIUU 2 CXEMBI 2, Jajia ocie 00paboTKH peak-
IIMOHHOW cMecH pacThpaHus celporo npoaykra ¢ 30% EtOAc-rekcan (10 mi) 2-(3-(2,2,2-tpudropaneri)-1H-
uHI0I-1-1n)ykcycHyro kucnoty (154c¢) (650 mr, 2,4 Mmmons, Beixo 71%) B Buie 0€IOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI'w, JAMCO-d¢) o 13,38 (c, 1H, oomenuBaromuiics ¢ D,0), 8,64-8,55 (m, 1H), 8,26-8,14
(M, 1H), 7,70-7,58 (M, 1H), 7,44-7,30 (m, 2H), 5,28 (c, 2H);
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MC (ES+) 272,3 (M+1), 294,3 (M+Na), MC (ES-); 270,2, (M-1).

Cramust  3: momydenne N-(2-((3-xyop-2-¢pTopOeH3nin)aMuHo)-2-0kcoaTri)-N-u3onpommi-2-(3-(2,2,2-
tpudToparerun)- 1 H-unmon-1-un)aneramuaa (154d).

Peaxmmst 2-(3-(2,2,2-tpudTopanerin)-1 H-uagon-1-mr)ykcycrnoit kucnotsr (154¢) (80 mr, 0,3 Mmmoutb) ¢ N-
(3-xmop-2-propben3un)-2-(n3onponuiaMuHo )aeramugoM (19¢) (76 mr, 0,3 MMONb) MO METOIUKE, TIPUBEICH-
HOW Ui cTamauu 3 cXeMbl 2, Aajia mocie oOpaboTKH peakIMOHHOW CMECH M OYHCTKH KOJOHOYHOM (iaii-
xpomarorpadueii [cmnmmkarens (12 1), smompys DMA8O - AXM or 0 mo 20%)] N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KkcodTHI )-N-n3onponui-2-(3-(2,2,2-tpudropanernn)- 1 H-uanon- 1 -um)aneramun (154d)
(115 wmr, 0,23 MMo1TB, BEIXOZ 76%) B BUIe OETIOTO TBEPAOTO BEIICCTBA;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX pOTALHOHHBIX H30MepoB) & 8,83 u 8,34 (21, J=5,7 I'n, 1H),
8,56 n 8,47 2n, J=2,0 I'n, 1H), 8,23-8,17 (m, 1H), 7,67-6,92 (m, 6H), 5,51 n 5,30 (2c, 2H), 4,64-4,54 n 4,29-4,19
(2m, 1H), 4,48 u 4,33 (271, J=5,6 ', 2H), 4,18 u 3,85 (2¢, 2H), 1,27 u 1,00 (21, J=6,8 I'u, 6H);

PF SMP (282 MI'y, JIMCO-dg) (cMech ABYX pOTALMOHHBIX m30MepoB) & -71,30 u -71,33, -121,19 u -
121,86;

MC (ES+) 512,5 (M+1), 534,5 (M+Na), MC (ES-): 510,5 (M-1), 546,5 (M+Cl).

Cxema 155
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[Monyuenne 2-(3-amermin-1H-urmazon-1-mn)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-

n3onpomnmianeramuaa (155d).

Cranus 1: momydyenue TpeT-0yTmin-2-(3-anetun-1H-urnazon-1-mwi)anerara (155b).

Peaxums 1-(1H-unmazon-3-mn)aranona (155a) (800 mr, 5,0 Mmons) ¢ Tper-OyTmin-2-6pomaneratom (1,47 ,
10 MMo1IB) ¢ Mcnobp30BaHneM kapOonara kamms (1,38 v, 10 MMomb) B KauecTBe OCHOBaHHMS B arieToHuTprite (50
MJI) IIO METOJTY, IIPUBEACHHOMY /I cTaauu 1 cxeMsl 43, nana nocyie 00padOTKH peaKMOHHOW CMECH U OYHCTKH
KOJIOHOYHOH (miI-xpoMatorpadueii [cunnkarens (24 r), samoupyst EtOAC-rexcan ot 0 no 60%)] Tper-OyTun-2-
(3-amerun-1H-uanazon-1-um)anerar (155b) (1,3 1, 4,74 Mmmoms, BeIxoq 95%) B Buzie 6e10ro TBEPIOTO BEIIECT-
BA;

'H SIMP (300 MI'u, IMCO-de) & 8,19 (ar, J=8,1, 1,0 T, 1H), 7,75 (at, J=8,5, 0,9 'y, 1H), 7,51 (man,
J=8,4,6,9, 1,2 I'n, 1H), 7,36 (nan, J=7,9, 6,9, 0,9 I'u, 1H), 5.45 (¢, 2H), 2,62 (c, 3H), 1,42 (c, 9H);

MC (ES+) 297,4 (M+Na); MC (ES-): 273,4 (M-1).

Cramus 2: momyuenue 2-(3-ametni-1H-unnazon-1-mn)ykcycHoit kuciotel (155¢) Peaknus tpeT-OyTmi-2-
(3-anetun-1H-ungazon-1-mn)anerara (155b) (1 r, 3,65 mmons) ¢ TOK (5,62 M, 72,9 MMonb) 10 METOIUKE,
NPUBEJICHHON JUISl CTaJUM 2 CXEeMBI 2, aya rnocie o0padoTKH peakIMOHHON CMECH M PACTHPaHUs CHIPOTO Mpo-
nykra ¢ 30% EtOAc-rekcan (10 mi) 2-(3-anermn-1H-unnazon-1-un)ykcycuyto kucioty (155¢) (800 mr, 3,67
MMoIb, BIxoJ 101%) B Buze Genoro TBEpOro BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) 8 13,35 (c, 1H), 8,19 (ar, J=8,1, 1,0 T, 1H), 7,79 (ar, J=8,5, 0,9 T'u, 1H),
7,50 (anm, J=8,4, 6,9, 1,2 T'u, 1H), 7,36 (agx, J=8,0, 6,9, 0,9 I'y, 1H), 5,46 (c, 2H), 2,62 (¢, 3H);

MC (ES+) 219,3 (M+1), 241,3 (M+Na), MC (ES-): 217,2 (M-1).

Cranus 3: nonyyenue 2-(3-aueruin-1 H-unnazon-1-m)-N-(2-((3-xm0p-2-GpTopOeH3mI1)aMHUHO ) -2 -OKCOITHI) -
N-momnpormnaneramuna (155d) Peakmus 2-(3-anerwmn-1H-ungazon-1-nn)ykcycHoi kucnoroit (155¢) (65 mr, 0,3
MMoJTb) ¢ N-(3-xsop-2-propdensmn)-2-(n3onponuiaamMmuHo )areramuioMm (19¢) (77 mr, 0,3 MMOIIB) MO METOTUKE,
MIPUBEJICHHOMN IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKIMOHHOW CMECH W OYHCTKH KOJIOHOYHOH
¢m-xpomarorpadueit [cumukarens (12 1), smonpyst DMASO - IXM; ot 0 no 20%] 2-(3-anernn- 1 H-uamazomn-
1-nm)-N-(2-((3-x510p-2-PpTOpOEH3MIT)aMUHO )-2-0Kc0dTHI ) -N-m3onponmnanetamun (155d) (120 mr, 0,26 MMoIIb,
BEIX0[ 88%) B BHIE 0€J0T0 TBEPAOTO BEUIECTBA CMECH JIBYX POTALMOHHBIX H30MEPOB,;

'H SIMP (300 MI', JIMCO-d) & 8,83 u 8,34 (1, J=5,7 T'm) (2t, 1H), 8,21-8,16 (m, 1H), 7,72-6,96 (m, 6H),
5,70 u 5,53 (2¢, 2H), 4,62-4,50 u 4,32-4,19 (2m, 1H), 4,47 u 4,32 (21, J=5,6 ', 2H), 4,18 u 3,84 (¢, 2H), 2,69 n
2,61 (2¢, 3H), 1,25 u 1,00 (7, J=6,8 I'y, 6H);

F SIMP (282 MI', IMCO-de) & -121,21, -121,76;

MC (ES+) 458,4. 459,5 (M+1), 481,5 (M+Na), MC (ES-): 493,4 (M+Cl).
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Cxema 156
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IMonmyuenne  2-(3-anetmn-5-6pom-1H-unmazo0-1-n)-N-(2-((3-x10p-2-PTOPOESH3MIT)aMHHO )-2-OKCOITHI) -
N-m3omnpormnaneramusa (156f).

Cramus 1: momydenue 5-6pom-N-mertokcu-N-metnn- 1 H-unmazon-3-kapbokcamuga (156b).

K pactBopy 5-6pom-1H-unnazon-3-kapbonoBoii kuciotsl (156a) (1 1, 4,15 mmons) B JIM®PA (20 mi) nipu-
6aswm CDI (0,81 1, 4,98 Mmmoins) n nepememnBaiy npu 65°C B Tedenue 15 mun. [loimydeHHBIH Tpo3payvHbIi
PACTBOpP OXJIAIMIIH JO KOMH. TeMIL., npubaBmwin N,O-mumeruiaruapokcuiaamMud ruapoxiopun (0,49 r, 5 MMous)
Y MPOJOJKIIIN nepeMelnBanue npu 65°C B Tedenue 3 4. CMech OXJIAAWINA 1O KOMH. TEMIL., KOHUEHTPUPOBAIU
B BaKyyMe M IOJIy4eHHBIH pacTBop pazbaBmimm Boxor (100 M) u nepememnuBanu B Tedenue 10 mun. [Tomyden-
HBIA OCaNOK coOpany (QUIbTpOBaHWEM, MPOMBIBATH BOAOW (3x5 MI) W CYNIMJIU ¢ TOJydeHHeM S5-Opom-N-
metokcu-N-metui- 1 H-uaazon-3-kapookcamunom (156b) (830 mr, 2,92 mmouns, Beixox 70%) B Buue 6enoro
TBEPJIOTO BEIIECTBA C METAJUTUICCKAM OTTCHKOM;

'H SIMP (300 MI'u, IMCO-d) & 13,85 (c, 1H), 8,18 (1, J=1,8 T, 1H), 7,69-7,49 (m, 2H), 3,78 (c, 3H),
3,45 (c, 3H);

MC (ES+) 284,3, 286,2 (M+2), 306,3, 308,3 (M+Na); MC (ES-): 318,2, 320,2 (M+Cl).

Cramus 2: noyaenne 1-(5-6pom-1H-unmazon-3-m)stanona (156c¢).

K pactBopy 5-6poM-N-metokcu-N-metmi-1H-nnna3on-3-kapo6okcamuna (156b) (820 mr, 2,89 mMMoinb) B
TI'® (30 mur) mpu 0°C B atmocdepe aprona nmpubdasunu MeLi (8,66 M, 8,66 Mmmons). CMech MENJICHHO Harpe-
BaJIM 70 KOMH. TEeMII. ¥ TIPOJOJDKIIIM TIepeMEIINBaHNe B TeUeHHe 3 4 mpu KoMH. Temn. Cmechk BeUTIIN B 1 N
BoaHbIi pactBop KHSO, (50 mu) u 3aTem pazbasunu EtOAc (40 mi). Cnown pa3neniiii, BOAHBIN CIIOH 3KcTpa-
rupoBain EtOAc (1x40 M) 1 00beTMHEHHBIC OPTaHUIECKUE CIION TIPOMBLIN HACBHIIIICHHBIM BOJHBIM PAaCTBOPOM
XJIOpUIa HATPHS, CYIIWIH, (PHIBTPOBATH U KOHIICHTPUPOBAIH C MOTYYCHUEM CHIPOTO MPOIYKTa B BHIC TEMHO-
3eJIeHOTO TBEPJIOTO BEIeCTBa. YKa3aHHOE TBEp/0e BemecTBo cycnenaupoBanu B 30% EtOAc-rexcan (10 mi) u
0o0OpabaTbIBa yIBTPA3BYKOM B TEUCHHEC HECKOJBKHX MHUHYT. [oMydeHHBIH ocamok coOpain (GMIETPOBAHHEM,
npoMbud 30% EtOAc-rekcan (2x2 mur) ¢ momydaenueM 1-(5-6pom-1H-urnazon-3-un)sranona (156¢) (470 wmr,
1,97 mMoib, BeIxoa 68%) B BUJIE CBETJIO-3€JIEHOTO TBEPOTO BEILIECTBA;

'H SIMP (300 M, IMCO-dy) & 14,06 (c, 1H), 8,30 (u1, J=1,8, 0,8 ['n, 1H), 7,68 (m1, J=8,8, 0,7 ['n, 1H),
7,58 (nm, J=8,9, 1,9 I'n, 1H), 2,63 (c, 3H);

MC (ES+) 239,2, 241,2 (M+2), MC (ES-): 237,1, 239,1 (M-2), 273,2, 275,1 (M+Cl).

Cramus 3: momydenue Tpet-0yTui-2-(3-ametnin-5-6pom-1H-unmazon-1-un)amerara (156d).

Peakmust  1-(5-6pom-1H-unga3on-3-nn)srtanona (156¢) (400 wmr, 1,67 wmmoms) ¢ TpeT-OyTmi-2-
opomarnerarom (0,49 mu, 3,35 MMoib) ¢ ucnonb3oBaHueM kapOonata kanmus (0,46 T, 3,35 MMOIIb) B KauecTBe
OCHOBaHHS B arieToOHUTpHIIe (20 MIT) IO METOTY, MPUBEACHHOMY T cTaauu 1 cxeMbl 43, naia mociie oopaboTKu
PEaKIIMOHHON CMECH M OYHCTKH KOJOHOYHOH Qummi-xpomartorpadueit [cummkarens (12 1), samoupys EtOAc-
rexcat ot 0 mo 100%)] tper-OyTmin-2-(3-anernin-5-6pom-1 H-unnazon-1-mm)anerar (156d) (480 mr, 1,36 mmors,
BbIX0J[ 81%) B BUIe 0EJIOT0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MTI'u, IMCO-dg) & 8,32 (mn, J=1,9, 0,7 T, 1H), 7,79 (an, J=9,0, 0,7 T, 1H), 7,67 (ax,
J=8,9, 1,9 I', 1H), 5,48 (c, 2H), 2,62 (c, 3H), 1,42 (c, 9H);

MC (ES+): 375,3, 377,3 (M+2), MC (ES-): 387,3, 389,3 (M+Cl).

Cranus 4: nonydenue 2-(3-auetui-5-6pom-1 H-unnazon- 1 -mm)ykcycnoit kucinotsl (156e).

Peaxums Tper-0yrnn-2-(3-anernn-5-6pom-1H-nnnazon-1-mm)anerara (156d) (480 mr, 1,36 mmons) ¢ TOK
(2,09 M, 27,2 MMOJIB) TIO METOAMKE, MPUBEICHHOMN IS CTaIUK 2 CXEMBI 2, aya 1moclic 00paboTKH peaKInOH-
HOU cMmecH, pacTupaHus ceiporo mpoxykra ¢ 20% EtOAc-rekcan (10 mur) 2-(3-auetuin-5-6pom-1H-namazon-1-
M) ykcycHyto kucioty (156e) (400 mr, 1,35 mmonb, BeIxon 99%) B Buae 6e1I0ro TBEpPIOTO BEIIECTBA C METaJ-
JIMYECKUM OTTEHKOM;

'H SIMP (300 MI', IMCO-de) & 13,42 (c, 1H), 8,32 (1, J=1,9, 0,7 T, 1H), 7,82 (ax, J=9,0, 0,7 T'n, 1H),
7,66 (nm, J=9,0, 1,9 I'y, 1H), 5,48 (c, 2H), 2,62 (c, 3H);

MC (ES+): 297,2,299,2 (M+2), 319,2, 321,2 (M+Na); MC (ES-): 295,2, 297,2 (M-2).

Cramus 5: momyuenue 2-(3-ametmin-5-6pom-1H-unanazon-1-mm)-N-(2-((3-xmop-2-pTopdeH3mn)aMmuHo)-2-
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okcoaTin)-N-m3onponmnaneramuna (156f).

Peaxums 2-(3-anermn-5-6pom-1H-nunazon-1-un)ykcycHoit xuciotst (156e) (70 mr, 0,24 mmoins) ¢ N-(3-
xJ0p-2-Propbensmn)-2-(u3onpormunamMuHo Janeramunom (19¢) (61 mr, 0,24 MMOJIB) IO METOAMKE, TIPUBEIEHHOM
JUISL CTaaud 3 CXeMbl 2, Jajia TIocie O0paOOTKH PEaKIMOHHOW CMECHM M OYHUCTKA KOJOHOYHOW (hIidri-
xpomarorpadueit [cmmkarens (12 1), smoupys DMASO - AXM; ot 0 mo 20%)] 2-(3-ametmn-5-6pom-1H-
nHAa301- 1 -1m)-N-(2-((3-x50p-2-propdensnn)amMuHo )-2-0kcodTri)-N-n3onponuianeramun (156f) (93 mr, 0,173
MMOJIB, BEIX0J 73%) B BUIe 0€I0T0 TBEPIOTO BEMIECTBA CMECH JIBYX POTALMOHHBIX H30MEPOB,;

'H SIMP (300 MI', IMCO-dg) & 8,83 u 8,34 (21, J=5,7 I', 1H), 8,32-8,30 (M, 1H), 7,74-6,91 (v, 5H),
5,72 u 5,55 (2¢, 2H), 4,62-4,50 u 4,30-4,19 (2m, 1H), 4,46 u 4,31 (271, J=5,6 T'w, 2H), 4,17 u 3,84 (2¢c, 2H), 2,69
n 2,61 (2¢c, 3H), 1,24 1 0,99 (21, J=6,8 I't, 6H);

PF SIMP (282 MI'i, IMCO- d) & -121,22, -121,72; MS(ES-) 535,4, 537,4 (M-2), 571,4, 573,4; (M+ClI).

Cxema 157
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[Monyuenne 2-(3-(1-anermn-1H-nnanon-3-nn)-1-n3onponmitypenno)-N-(3-xiop-2-propOensm)aneraMuia
(157¢).

Cramus 1: momydenne 1-anernn-1H-urmon-3-kapOooHoBOM KUCIOTH (157b).

K pactBopy 1H-unmon-3-kap6onoBoii kuciotsr (157a) (10 r, 62,1 mmomns), TEA (19,03 mi, 137 mmois) u
DMAP (1,516 T, 12,41 mmoup) B IXM (100 M), oxnaxaerromy o 0°C, mo KarisM IprOaBriId alleTHIXIOPHUT
(4,41 mn, 62,1 MMOITB) U TIEpEMEIITUBAIA B TEUSHUE 3 U TPU KOMH. TeMI. PeakMoHHYI0 cMeCh BBUIMIIM B BOJI-
HbIit pactBop 1 N HCl, nonydeHnoe TBepmoe BelecTBo codpanu GpuinbTpoBanueM, npoMbiBasi Bogoil, MeOH u
CymIwy ¢ moirydeHueM 1-anetmi-1H-unnon-3-kapoonoBoit kucmotsr (157b) (10,2 T, 50,2 Mmmoins, Beixon 81%) B
BHUJie OEJIOro TBEPJOTo BEIIECTBA C METANIMYECKAM OTTEHKOM;

'H SIMP (300 MTI'i, IMCO-dg) & 12,83 (c, 1H), 8,44 (c, 1H), 8,39-8,31 (M, 1H), 8,13-8,05 (m, 1H), 7,43-
7,32 (m, 2H), 2,74 (c, 3H);

MC (ES+): 204,2 (M+1); (ES-) 202,2 (M-1).

Cragus 2: MOJIyYEHHE 2-(3-(1-auerwn-1H-unmon-3-mun)- 1 -uzonponmrypenno )-N-(3-xmop-2-
¢dropbensnmaneramuna (157c).

K pactBopy 1-anetmn-1H-unnon-3-kapbonosoii kuciotsl (157b) (0,1 r, 0,49 Mmmonp) B nuokcane (10 mur)
npubasunu TprdTUiIamMuH (0,2 M, 1,4 MMois), mudenmndocdapwmr azuz (0,21 v, 0,984 MMoIb) U IepeMeIH-
BalM TMpU KOMH. Temrn. B Tedenne 2 4. K cmecn mpuGaBmm  N-(3-xi0p-2-GpTopOeH3mn)-2-
(m3omnponmnamuno)aneramua (19¢) (127 mr, 0,49 mMonb) U cMech HarpeBanu mpu 90°C B Teuenue 4 4. Cmech
OXJIAJIUITH IO KOMH. TeMIL., pa3AeliIi MKy HAChIIEHHBIM BOTHBIM pacTBopoM NaHCO; (60 M) m EtOAc (60
wt). Cron pazfenuin U BOAHBIN ciioi skctparupoBanu EtOAc (50 mu). OObeiMHEHHBIE OpPraHUYECKHE CIIOH
MPOMBUTH HACHIIICHHBIM BOJIHBIM PAacTBOPOM XJIOPHAA HATPHS, CYIIWIH, (GUIFTPOBAIN, KOHIICHTPUPOBAIN B
BaKyyMe M HOJIyYCHHBI OCTaTOK OYMIIAIH C IMOMOLIBIO (IBII-KOJIOHOYHOH XpoMaTorpadun [cuimkarens, (12
r) amoupys EtOAc B cmecu rexcanoB ot 0 mo 100%] ¢ momyuenuem 2-(3-(1-amerwmn-1H-unmon-3-wmm)-1-
n3onpormmrypeno)-N-(3-xop-2-propoersun)aneramuna (157¢) (95 mr, 0,21 mmons, Berxon 42%) B Buae Oe-
JIOTO TBEPAOT'O BEILECTBA;

'H IMP (300 MI'u, IMCO-dg) 8 9,10 (c, 1H), 8,78 (1, J=5,8 T'u, 1H), 8,33 (1, J=8,1 I'n, 1H), 7,84 (c, 1H),
7,70 (n, J=7,6 Ty, 1H), 7,54-7,44 (m, 1H), 7,42-7,23 (m, 3H), 7,18-7,10 (M, 1H), 4,56-4,34 (m, 3H), 3,98 (c, 2H),
2,58 (¢, 3H), 1,10 (z, J=6,7 I'u, 6H);

PF SIMP (282 MTI't, IMCO-dg) & -121,32;

MC (ES+): 459,5 (M+1), 481,5 (M+Na); MC (ES-): 457,5 (M-1), 493,4 (M+Cl).

Cxema 158
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[Momyuenne 2-(3-anetmn-5-6pom-1H-nHmazo0-1-n)-N-(2-((3-x10p-2-PTOPOSH3MIT)aMHHO )-2-OKCOITHI) -
N-nukmonponmianeramuaa (158a).

Peaxmust N-(3-x70p-2-pTopoensmn)-2-(muknonponmwiamMuno ))areramuaa (10b) (332 mr, 1,29 mmons) ¢ 2-

(3-ameTmn-5-6pom-1H-unmazon-1-mn)ykcycuoit kucioronr (156e) (320 mr, 1,06 MMoIb) MO METOIWKE, TPUBE-

JIEHHOW JJIsl cTafuy 3 CXeMBI 2, nana mocie oOpaboTKH peakMOHHOW CMeCH W OYUCTKHU [cuimkarens (12 1),
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amroupys DMASO B JAXM or 0 mo 20%] 2-(3-ametmi-5-6pom-1H-unnazon-1-mn)-N-(2-((3-xa0p-2-
(bropOen3mT)aMiHO )-2-0kcodTin )-N-nmknonpormianeramua (158a) (0,48 r, 0,9 mmons, Berxon 83%) B BUIE
OECLIBETHOM MEHEI;

'H SIMP (300 MI't, IMCO-dg) & 8,48 (t, J=5,9 I'n;, 1H), 8,31 (az, J=1,8, 0,7 I'ny, 1H), 7,73 (an, J=9,0, 0,7
I'm, 1H), 7,60 (mm, J=8,9, 1,9 I'u, 1H), 7,51-7,41 (m, 1H), 7,26-7,18 (M, 1H), 7,14-7,05 (M, 1H), 5,77 (c, 2H), 4,33
(m, J=5,8 T'm, 2H), 3,98 (c, 2H), 3,18-3,02 (m, 1H), 2,62 (¢, 3H), 1,09-0,95 (M, 2H), 0,95-0,79 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,57;

MC (ES+): 535,4 (M+1), 557,5 (M+Na), MC (ES-): 533,4 (M-1), 569,4 (M+Cl).

Cxema 159
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IMomyuenue 2-(3-anetni-5-(2-(auMeTHIIAMHHO )IUPUMUANH-S5-11)- 1 H-uamazon-1-n1)-N-(2-((3-xm0p-2-
¢TopOeH3MIT)aMuHO)-2-0KkcoaTH)-N-IIuKIonponuianeramua (159a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmnazomn-1-um)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nukonpormianetamuaa (158a) (125 mr, 0,23 MMonb) ¢ 2-(IMMETHIAMUHO )TUPUMHUTAH-5 -MI00POHOBOH KHCIIO-
toit (0,047 r, 0,280 MMoIB) TIO MeTOIMKe, NMpUBeACHHON Ha cxeme 100, mama mocie o0paboTKH peaKIMOHHOH
CMECH U OYHMCTKH KOJIOHOUHOW (umni-xpoMaTtorpadueit [cumukarens (12 1), amoupys CMAS0O 8 CHCI; ot 0 1o
20%)] 2-(3-aumetmn-5-(2-(AUMETHUIAMHIHO )TUPUMUINH-S5-11)- 1| H-namazomn-1 -mm)-N-(2-((3-xmop-2-propoben3nn)-
aMHHO )-2-0KcodTHi )-N-nukinonponmianeramun (159a) (93 mr, 0,16 Mmmons, Beixox 69%) B Buae 6emoro TBep-
JIOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,71 (c, 2H), 8,48 (1, J=5,9 ', 1H), 8,29 (mx, J=1,7, 0,9 T, 1H), 7,79
(nm, J=8,8, 0,9 I', 1H), 7,72 (nn, J=8,8, 1,7 I'n, 1H), 7,50-7,41 (m, 1H), 7,28-7,18 (M, 1H), 7,15-7,06 (M, 1H),
5,78 (c, 2H), 4,34 (n, J=5,7 I'u, 2H), 4,00 (c, 2H), 3,19 (c, 6H), 3,16-3,08 (M, 1H), 2,63 (c, 3H), 1,09-0,99 (m,
2H), 0,96-0,88 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,58;

MC (ES+): 578,7 (M+1), 600,6 (M+Na); MC (ES-) 576,5 (M-1), 612,5 (M+Cl).

Cxema 160
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[Monyuenne 2-(3-anerwn-5-(mupumuana-5-un)- 1 H-uanazon-1-um)-N-(2-((3-x10p-2-GpTOpOSH3MIT)aMUHO ) -
2-okcoatun )-N-1mknonporuianetramuaa (160a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmazomn-1-um)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nukonpormianetamuaa (158a) (125 mr, 0,23 mMois) ¢ mupuMHUIUH-5-niI0opoHoBOH KucioToi (0,035 r, 0,280
MMOJIb) TI0 METOJIMKe, puBeaeHHON Ha cxeMe 100, mana mocne oOpaboOTKK peaKIMOHHONW CMECH M OYUCTKH KO-
JIOHOYHOH ¢dmI-xpoMaTorpadueii [cumukareis (12 1), amoupys CMA80 8 CHCI; ot 0 mo 20%] 2-(3-anetnin-5-
(mmpumuaue-5-1i)- 1 H-nanazon-1-mm)-N-(2-((3-xmop-2-dhropOeH3mn)aMuHO )-2-0KcoITHIT )-N-
uktonpormianetamuy (160a) (96 mr, 0,18 MmMouts, Berxoa 77%) B Bue OEI0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MT't, IMCO-d¢) & 9,22 (c, 1H), 9,19 (c, 2H), 8,52-8,43 (m, 2H), 7,89 (yur. ¢, 2H), 7,51-7,39
(m, 1H), 7,29-7,18 (M, 1H), 7,16-7,06 (M, 1H), 5,82 (c, 2H), 4,35 (n, J=5,8 I'y, 2H), 4,00 (c, 2H), 3,20-3,09 (M,
1H), 2,66 (c, 3H), 1,10-1,00 (M, 2H), 0,97-0,88 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,58;

MC (ES+): 535,6 (M+1), 557,6 (M+Na); MC (ES-): 569,5 (M+Cl).

Cxema 161
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[Honyuenue 1-(2-((((rpanc)-3-aMmuHOIUKIOO Y THIT )METHII )( 2-((3-X110p-2-(h TOpOCH3MIT)aMHIHO ) -2 -
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OKCO3THII)aMHHO)-2-0KkcoaTmi)-1 H-unnazon-3-xapookcamuna (161c).

Cramust 1: momywenue TpeT-OyTmin-(tpanc-3-(((2-((3-xmop-2-¢pTopOeH3NIT)aMUHO )-2-0KCOITHII)aMHHO )~
MeTHIT)IIMKI00yTHI ) Kapbamarta (161a).

Peaxmust 2-6pom-N-(3-xmop-2-dpropbensun)aneramuna (69b) (250 mr, 0,89 Mmonb) TpeT-0yTHa-(TpaHc)-3-
(amuHOMeTHIT)IUKITOO Y THIIKapOamaTta (268 mr, 1,34 MMOJIB) TIO METOJIMKE, TIPUBEICHHOMN JJIS CTaTuu 2 CXEMBI
35, nanma mocie oOpabOTKHM peakIMOHHONW CMECH M OYHMCTKH KOJOHOYHOH (umII-XpoMaTorpadueil [CruimKareib
12 1, smoupyst MeOH B AXM ot 0 no 20%] tper-Oytmin-((Tpanc)-3-(((2-((3-xmop-2-¢pTopOeH3m)aMuHO)-2-
OKCOATHII)aMHHO )METIIT ) [TUKI00yTH )KapbamaT (161a) (152 mr, 0,38 mmous, Bexon 43%) B Buae 6eioro TBep-
JIOTO BEIIECTBA;

MC (ES+): 400,5 (M+1), 799,8 (2M+1), 422,5 (M+Na); MC (ES-): 434,5 (M+Cl).

Cramust 2: mnomydenue Ttper-OyTii-((Tpanc)-3-((2-(3-kapoamonn-1H-nanazon-1-mm)-N-(2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHII ) alleTAMUI0 )METHIT ) IUKIOOy THIT ) KapOamaTa (161b).

Peakmmst  Tper-OyTni-((tpanc)-3-(((2-((3-xnop-2-hTopOeH3MIT)aMHHO )-2-0KCOITHIT ) aMHUHO ) METHIT ) LIUKJIIO-
oyrun)kapbamara (161a) (85 mr, 0,21 Mmmons) ¢ 2-(3-kapoamoni- 1 H-uana30m-1-mwi)ykcycHor Kucioroit (2¢) (56
Mr, 0,26 MMOJTB) TIO METOIMKE, TPUBEJACHHOMN IS CTaauu 3 CXEMBI 2, Aajia Tocie 00paboTKH peaKIIMOHHOW cMe-
CH M OYHCTKH KOJIOHOYHOH (umI-xpomaTorpadueit [cunmmkareis, (24 r) samoupys MeOH B CHCIl; 0-10%] Tpet-
OoyTui-((tpanc)-3-((2-(3-kapoamonn- 1 H-unnazomn-1-mm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO ) -2 -
OKCOATHII)alleTaMuA0 )MeTI) uKro0yTuin)kapbamar (161b) (59 mr, 0,1 mmons, Beixon 46%) B Buae Oexoro
TBEPJIOTO BEIIECTBA KaK CMECH JIBYX POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MI'u, IMCO-dg) & 8,81 u 8,48 (1, J=5,6 ') (21, 1H), 8,19 u 8,17 (2¢, 1H), 7,73 (yu c.,
1H), 7,64-7,00 (M, 7H), 5,59 u 5,46 (c, 2H), 4,46 (n, J=5,6 I'm) n 4,32 (7, J=5,8 T'm) (2x, 2H), 4,29-3,88 (M, 3H),
3,62 (m, J=7,7 I'n, 1H), 2,27 (c, 1H), 2,05 (T, J=7,0 T'u, 1H), 1,97-1,75 (M, 3H), 1,38 u 1,35 (2¢, 9H);

F SIMP (282 MI', IMCO-de) & -121,30, -121,67;

MC (ES+): 601,7 (M+1), 623,7, 625,7 (M+Na); MC (ES-): 600,6 (M-1), 635,7, 637,6 (M+Cl).

Cragusa 3: monyuenue 1-(2-((((Tpanc)-3-amuHOIMKIOOYTHI)METHI)(2-((3-XI110p-2-PpTOPOCH3MIT)aMUHO)-2-
OKCO3THII)aMHHO)-2-0KkcoaTmi)-1 H-unnazon-3-xapbokcamuna (161c).

Peaxuust Tpet-0yTri-((Tpanc)-3-((2-(3-kapoamonin- 1 H-urnazon-1-mwr)-N-(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHIT )alleTaMU A0 )METHI) IUKI00yTHi ) KapbamaTta (161b) (56 wmr, 0,09 mmomb) c
TOK (0,144 M1, 1,863 MMOITB) TIO METOIUKE, TIPUBEACHHOMN IS CTaIMU 2 CXEMBI 2, mana mocie o0paboTku pe-
aKIIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM Qummi-xpoMarorpadueit [cunmukarens, (8 1) amoupys CMASO B
AXM 0-100%) 1-(2-((((Tpanc)-3-amusOIIKIOO Y THI )METHI )( 2-((3-X110p-2-h TOPOSH3MIT)aMHHO ) -2 -
OKCOATHII)aMUHO )-2-0Kkco3Ti )- 1 H-namazon-3-kapbokcamun (161c) (24 mr, 0,048 mmois, Beixox 51%) B Buzme
6eIoro TBEpAOTO BEIIECTBA C METAIUTMYECKIM OTTEHKOM;

'H IMP (300 MI'ty, IMCO-dy) & 8,81 (1, J=5,7 I'p) u 8,45 (1, J=5,8 ') (21, 1H), 8,21-8,15 (M, 1H), 7,73
(c, 1H), 7,60-7,00 (M, 7H), 5,57 n 5,47 (2¢, 2H), 4,45 (1, J=5,5 I'n) u 4,32 (n, J=5,7 T'n) (21, 2H), 4,22 u 3,93
(2¢, 2H), 2,36-1,44 (M, SH);

'H IMP (300 MI', AIMCO-ds, odmenuBaromutics ¢ D,0) & 8,22-8,14 (m, 1H), 7,61-7,01 (m, 7H), 5,59 u
5,45 (2¢,2H), 4,46 n 4,34 n 4,23 (3s, 3H), 3,67-3,20 (M, 3H), 2,40-1,56 (M, SH);

F SIMP (282 MI', IMCO-dg) & -121,24, -121,64;

MC (ES+): 501,6 (M+1), 523,6 (M+Na); MC (ES-): 499,5 (M-1), 535,5 (M+Cl).

Cxema 162
N3 Y o o
o N\)J\ NH,
NN N
=N © E TEA
H,N
5 cl

Monyuenne 1-(2-((2-((3-xmop-2-hTOpOEH3UIT)aMHIHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(3-
nuKIonponmiTypenno)- 1 H-ungazon-3-kapbokcamuaa (162a).

Peaxrmst 3-kap6amoni-1-(2-((2-(3-x10p-2-PTOpOEH3MITAMHUHO ) -2 -0KCOITHI )(M30TTPOITHIT )aMHUHO )-2 -
okcoaTin)- 1 H-unnazon-5-kapoonunasuna (145a) (270 mr, 0,51 Mmmoine) B Tomyoste (15 MiT) ¢ IUKIIONponaHaMu-
HoM (58,3 wmr, 1,02 mmonb), ucrions3yst TEA (0,29 mi, 2,04 MMoIb) B KauecTBE OCHOBAHHMS 110 METOJHKE, MPHU-
BEJCHHOW st cTamuu 4 cxembl 129, nanma mocie o0pabOTKU PeaKIMOHHOW CMECH M OYHCTKH KOJOHOYHOHM Xpo-
marorpapueii [cumukarens (12 1), amompys DMASO B XM or 0 mo 40%] 1-(2-((2-((3-xm0p-2-
(hTopOeH3MIT)aMITHO )-2-0KCOATHI ) (M30MPOITHIT)aMHHO ) -2 -0KCOATHIN) - 5-(3-1mKkionpomnrypeuno)- 1 H-unnazon-3-
kapOokcamuy (162a) (29 mr, 0,052 Mmoib, Beixo 11%) B Bue 0€I0T0 TBEPIOTO BEIIECCTRA;

'H SIMP (300 MTI't, IMCO-ds) (cMech ABYX pOTAalMOHHBIX M30MepoB) & 8,82 (t, J=5,7 ') u 8,36 (,
J=6,0 I'm) (21, 1H), 8,46 u 8,45 (2¢c, 1H), 8,23-8,17 (M, 1H), 7,67-7,03 (M, 7TH), 6,44-6,30 (M, 1H), 5,52 u 5,38
(2¢, 2H), 4,62-4,22 (M, 3H), 4,17 u 3,83 (2¢c, 2H), 2,59-2,53 (m, 1H), 1,21 (&, J=6,8 T'm) u 0,98 (m, J=6,8 ['m) (27,
6H), 0,68-0,59 (M, 2H), 0,47-0,37 (M, 2H);
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PF SIMP (282 MI'n, IMCO) & -121,22, -121,76;
MC (ES+): 580,6 (M+Na); MC (ES-): 558,5 (M-1).
Cxema 163
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[Monyuenne 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI ) AMHHO )-2-
okcoaTIn)-N-(mupuanH-3-rwimetn)- | H-uanon-5-kapookcamuna (163a).
Peaxmus 3-anerui-1-(2-((2-((3-xsop-2-pTOpOCH3MIT)aMUHO )-2-0KCOITHII ) (30 POITHIT ) aAMHHO ) -2 -

okcoaTin)- 1 H-urmon-5-kap6onoBoit kuciots! (129¢) (50 mr, 0,1 MMois) ¢ mupuanH-3-unmeranamuaoM (0,015
mit, 0,15 MMOJB) IO METOAMKE, TPUBEACHHON IS CTAINK 3 CXEMBI 2, Tajia TIocie 00pabOTKU pEeaKIIMOHHON cMe-
CH M OYHMCTKH KOJIOHOYHOH (umm-xpoMaTorpadueil [cunukarens (4 r), amoupys MeOH B JIXM (ot 1:0 mo
19:1)] 3-anetni-1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO )-2-0KCOITHI ) (M30TIPOITIIT)aMHHO )-2 -0KCOITHIT)-N-
(tmpunun-3-wimernn)- 1 H-uanomn-5-kapbokcamun (163a) (42 mr, 71%) B Buzme 0e10T0 TBEPAOTO BEUICCTBA;

'H SIMP (300 MT';, IMCO-dg) (cMech ABYX POTALMOHHBIX n30MepoB) & 9,16-9,06 (m, 1H), 8,83 (1, J=5,7
I'm) u 8,34 (1) (21, 1H), 8,78-8,71 (M, 1H), 8,57 (ym. c., 1H), 8,49-8,43 (m, 1H), 8,35 u 8,31 (2¢, 1H), 7,83-6,91
(M, 7H), 5,40 u 5,21 (2¢, 2H), 4,63-4,54 u 4,29-4,21 (2m, 1H), 4,53 u 4,51 (2¢, 2H), 4,47 (7, J=5,3 T'n) u 4,33 (m,
J=5,8T) (2x, 2H), 4,19 u 3,85 (2¢, 2H), 2,46 u 2,45 (2¢, 3H), 1,26 (x, J=6,4 T'm) u 1,00 (z, J=6,7 T'm) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,79;

MC (ES+): 592,6 u 594,6 (M+1).

Cxema 164

Pdydba); /N
Br Y Q X-PHOS \
=N

N\)J\ Cs,CO. 9

N s N

Y f@ Yy

H,C J\ F
o)

IMomyuenue 2-(3-anetun-5- (HI/IpI/IMI/IL[I/IH 2-nmyTraun)- 1 H-napazon-1-mm)-N-(2-((3-x1op-2-
(hropOeH3MIT)aMHUHO )-2-0KCcOoATHI )-N-TTuKIonponmianeramuaa (164a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmnazomn-1-um)-N-(2-((3-xm0p-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI )-N-
nukonpormianetamuaa (158a) (300 mr, 0,56 MMois), ncnons3ys Cs,CO; (365 mr, 1,12 MMOJIB), TAITAKIIOTEK-
cmn(2',4',6'-rpum3onpormnoudenmn-2-mr)pochuna (X-PHOS, 53 mr, 0,112 mmons), Pdy(dba); (51 mr, 0,056
MMOJIb) TI0O METOJIMKE, IPUBEJACHHON Ha cxeMe 92, nana mociie 00pabOTKH peaKIIMOHHOW CMECH U OYHUCTKH KOJIO-
HOYHOH Qdm-xpomaTorpaduerd [cwimkarens (8 ), amoupys MeOH B IXM ot 0 mo 30%] 2-(3-amermi-5-
(mupumuauH-2-unstaamI)- 1 H-ungazon-1-nim)-N-(2-((3-xm0p-2-propOeH3mI1 ) aMHUHO ) -2 -0KCOITHIT)-N-
uktonponmianetamuy (164a) (21 mr, 0,038 Mmoo, Beixo 7%) B BUAE TEMHO-KEIITOTO TBEPIOTO BEIICCTBA;

'H SIMP (300 MI'n, IMCO-dy) & 8,87 (1, J=4,9 ', 2H), 8,49 (t, J=6, 0 I'n;, 1H), 8,46-8,43 (m, 1H), 7,89-
7,80 (m, 1H), 7,70 (nm, J=8,8, 1,5 I'n, 1H), 7,54 (1, J=5,0 'y, 1H), 7,46 (11, J=7,6, 1,7 T'n, 1H), 7,27-7,19 (M,
1H), 7,14-7,07 (m, 1H), 5,81 (c, 2H), 4,34 (n, J=5,8 I'y, 2H), 4,00 (c, 2H), 3,21-3,05 (M, 1H), 2,65 (c, 3H), 1,09-
0,83 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,57;

MC (ES+): 581,6, 583,6 (M+Na); MC (ES-): 593,5, 595,6 (M+Cl).

Cxema 165
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[Honyuenue 3-anermi-1-(2-((2-((3-x10p-2-hTOpOCH3MIT)aMHHO )-2-0KCOATHI ) (KO POTIHI )aMUHO )-2-
okco3THN)-N-(mupuanH-2-unmeTin)- 1 H-uagon-5-kapooxcamuaa (165c¢).

Cramus  1: momydenme MeTwi-3-aneTui-1-(2-((2-((3-xmop-2-GTopOeH3 w1 )aMIHO )-2 -0KCOITHI ) (IIKII0-
MIPOITHIT)aMUHO )-2-0Kco3THN )- | H-rHmon-5-kap6okcmiata (165a).

Peaxmust 2-(3-anetmn-5-(metokcukapoonwmn)- 1 H-uaaom-1-mi)ykcycHoit kucnotsl (129a) (5,91 mmons, mo-
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Jy49eHHOH 1o Merony, mpuBereHHoMmy Altmann, Eva et al., B mexnaynaponHoit myOmmkanmn PCT WO
2012/093101), ¢ N-(3-xm0p-2-pTopdben3mn)-2-(unkinonponmiaMuHo )aneramuaom (10b) (1,82 r, 7,09 mmouns) no
METOJIMKE, TIPUBEICHHON JIJIS CTaauu 3 CXeMBbl 2, naja mociie o0pabOTKH peaKIIMOHHOW CMECH W OYUCTKH C TIO-
MOIIBIO (PIAII-KOJIOHOYHOH XpoMaTorpaduu [CHINKarels, SMOUpysa cMech rekcanos/10% MeOH B EtOAc (ot
1:0 mo 1:2)] mermn-3-amerni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI ) (IIUKIIOTIPOTIHII )aMHUHO )-2 -
okcoaTn)- 1 H-mamon-5-kap6okcnnar (165a) (1,89 r, 62%) B Bue CBETIIO-KOPUIHEBOTO TBEPIOTO BEIIECTRA.

'H AMP (300 MI'ti, IMCO-dg) & 8,87 (mn, J=1,7, 0,6 T'u, 1H), 8,47 (1, J=5,9 I'n,, 1H), 8,42 (c, 1H), 7,81
(nm, J=8,7, 1,8 I'n, 1H), 7,58 (nn, J=8,7, 0,7 I'u, 1H), 7,49-7,41 (m, 1H), 7,26-7,18 (M, 1H), 7,12-7,05 (M, 1H),
5,50 (c, 2H), 4,34 (», J=5,8 I'u, 2H), 3,99 (c, 2H), 3,88 (c, 3H), 3,16-3,04 (M, 1H), 2,46 (c, 3H), 1,05-0,85 (M,
4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 536,5 n 538,5 (M+Na).

Cramust 2: momydenue 3-anetmi-1-(2-((2-((3-xmop-2-dropOeH3uia)aMuHO)-2-0KCOITHII)( LIUKJIOTIPOTIHI)-
aMUHO )-2-0kcodTwi )- | H-uamon-5-kapooHoBoit kuciots (165b)

Peakmmio mpoBomunu myteM mnpuOaBieHHs MeTwil-3-anetui-1-(2-((2-((3-xmaop-2-propObeH3u)aMuHo)-2-
OKCOATHI ) (IIUKJIOTPOIIMII )aMHIHO )-2-0Kc0odTH ) - | H-uHmon-5-kap6okcmnara (165a) (1,83 r, 3,56 mmomns) B TT'D
(30 M) 1 MeOH (30 M) pactBop ruznpata runpokcuaa mutust (911 mr, 21,28 Mmmons) B Boge (30 mir) mo meTo-
JIMKe, TIPUBEICHHON s cTanauy 2 cxeMbl 129, mana mociie o0paboTku peaknnoHHON cMmecu 3-ametni-1-(2-((2-
((3-xm0p-2-hTOopOEH3MIT)aMUHO )-2-0KCOITUN ) (IIUKIIOTIPOTIFI JaMUHO )-2-0KcodTHI) - | H-nH01-5-kapOoHoBast
kucioTa (165b) (1,51 r, 85%) B BuIe cBETIIO-KOPUIHEBOTO TBEPIOTO BEIICCTBA;

'H SIMP (300 MI'u, IMCO-dg) & 8,83 (, J=1,6 I'u, 1H), 8,48 (1, J=5,9 I'u, 1H), 8,38 (c, 1H), 7,80 (mx,
J=8,6, 1,7 I'n, 1H), 7,52 (&, J=8,7 I', 1H), 7,45 (tm, J=7,6, 1,7 T'u, 1H), 7,27-7,18 (M, 1H), 7,12-7,05 (M, 1H),
5,48 (c, 2H), 4,34 (&, J=5,7 I'u, 2H), 3,99 (c, 2H), 3,15-3,03 (M, 1H), 2,45 (c, 3H), 1,06-0,82 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,59;

MC (ES+): 522,5 (M+Na); MC (ES-): 534,5 u 536,5 (M+Cl).

Cramus 3: momydenne 3-aretwi-1-(2-((2-((3-xmop-2-pTopOeH3mn)aMuHO )-2-0KCOITHIT ) (ITUKIOTPOITHIT )-
aAMUHO )-2-0KcodTHI )-N-(mupuauH-2 -unmetwn)- | H-unmon-5-kapookcamuna (165c).

Peaxuust 3-anetmi-1-(2-((2-((3-x10p-2-hTOpOCH3MIT)aMHHO )-2-0KCOATHI ) (IKJIOTPOTIHI )aMHHO )-2-
okcoaTii)- 1 H-nanon-5-kap6onoBoii kucinotsl (165b) (50 mr, 0,1 MMonb) ¢ nupuaus-2-ninmeranamusoM (0,015
mit, 0,15 MMOJB) IO METOAMKE, TPUBEACHHON IS CTAINK 3 CXEMBI 2, TaJia TIOciie 00pabOTKU pEeaKIIMOHHON cMe-
CH M OYHCTKH KOJIOHOYHOH (ummI-xpoMatorpadueil [cunukarens (4 1), amoupys MeOH B JIXM (ot 1:0 mo
19:1)] 3-amerun-1-(2-((2-((3-xmop-2-hTopOeH3 M )aMHHO )-2-0KCOITHII ) (IIUKJIOTIPOITHIT)aMUHO )-2-0KCOITHI )-N-
(upunuH-2-nmMetnn)- 1 H-urnomn-5-kapbokcamun (165¢) (45 mr, 76%) B BHIE CBETIO-KENTOTO TBEPIOTO BEIIIe-
CTBa;

'H SIMP (300 MI1, JAMCO-d¢) (cMmech aBYX poTalloHHBIX H30oMepoB) & 9,13 (1, J=5,9 I'u, 1H), §,80-8,78
(M, 1H), 8,53-8,50 (m, 1H), 8,47 (1, J=5,9 ', 1H), 8,38 (c, 1H), 7,83-7,70 (m, 2H), 7,54 (1, J=8,7 I'u, 1H), 7,48-
7,41 (m, 1H), 7,32 (m, J=7,9 I'n, 1H), 7,29-7,19 (M, 2H), 7,09 (T, J=7,9 I'u, 1H), 5,49 (c, 2H), 4,59 (m, J=5,8 I'm,
2H), 4,35 (m, J=5,7 T'n, 2H), 4,00 (c, 2H), 3,15-3,06 (M, 1H), 2,46 (c, 3H), 1,05-0,88 (M, 4H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,60;

MC (ES+): 590.6 (M+1) u 612,6 (M+Na).

Cxema 166
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[Honyuenue 3-anermi-1-(2-((2-((3-x10p-2-hTOpOCH3MIT)aMHHO )-2-0KCOATHI ) (IKJIOTIPOTIHI )aMUHO )-2-
okcoaTi)-N-(tnpuanH-4-unmernn)-1 H-uanon-5-kapo6okcamuna (166a).
Peaxuust 3-anermi-1-(2-((2-((3-x10p-2-hTOpOSH3MIT)aMHHO )-2-0KCOATHI ) (IIKJIOTIPOTIHI )aMUHO )-2-

okcoaTii)- 1 H-nanon-5-kap6onosoii kuciotsr (165b) (50 mr, 0,1 mmons) ¢ mupuanH-4-nnmeranamuaom (0,016
mit, 0,15 MMOJB) IO METOAMKE, TPUBEACHHON IS CTAINK 3 CXEMBI 2, TaJia TIOCiie 00pabOTKU PEeaKIIMOHHON cMe-
CH M OYHMCTKH KOJIOHOYHOH ¢(umm-xpoMatorpadueil [cunukarens (4 1), amoupys MeOH B JIXM (ot 1:0 mo
19:1)] 3-amerun-1-(2-((2-((3-xmop-2-hTopOeH3 NI )aMHHO )-2-0KCOITHII ) (IIUKJIOTIPOITHIT)aMUHO )-2-0KCOITHI )-N-
(upunua-4-umernn)- 1 H-urnomn-5-kapbokcamuy (166a) (27 mr, 46%) B Buae Oeloro TBEpAOTO BEIIECTBA C
METAJUTMIECKAM OTTCHKOM;

'H SIMP (300 M1, JAMCO-d¢) (cMmech ABYX poTalloHHBIX H30MepoB) O 9,15 (1, J=5,9 I'u, 1H), 8,79-8,77
(M, 1H), 8,54-8,43 (M, 3H), 8,38 (¢, 1H), 7,78 (an, J=8,7, 1,8 I'y, 1H), 7,55 (&, J=8,6 I'n, 1H), 7,49-7,41 (m, 1H),
7,34-7,29 (M, 2H), 7,27-7,18 (m, 1H), 7,14-7,02 (M, 1H), 5,49 (c, 2H), 4,52 (n, J=5,9 ', 2H), 4,35 (7, J=5,8 I'ny,
2H), 4,00 (c, 2H), 3,17-3,03 (M, 1H), 2,46 (c, 3H), 1,08-0,74 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 590,7 u 592,7 (M+1).
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Cxema 167
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IMomyuenue 1-(2-((2-((3-x50p-2-¢pTOpOEH3NIT)aMHHO )-2-0KcoaTHI ) (1 -(MeTHIICy IbhOHMIT )a3e THANH-3 -
WIT)aMHHO)-2-0kcodTwn)- 1 H-urna3on-3-kapookcamunaa (167b).

Cramqus 1: TOJTy9ICHUE N-(3-xm0p-2-pTopdensmn)-2-(( 1-(MeTmicynbpoHnT )a3e THINH-3 -
nin)amuHo)aneramuaa (167a).

Peakmmst  2-6poM-N-(3-xmop-2-propbensmn)aneramuaa  (69b) (250 wmr, 0,89 wmmoms) ¢ 1-
(MeTrncynshoHmT)a3eTuINH-3-aMuHOM (241 Mr, 1,60 MMOJIB) TIO METOIMKE, PUBEIACHHON IS CTAIMH 2 CXEMBI
35, mana mociie 00pabOTKH PEaKIMOHHONH CMECH M OYHMCTKH KOJOHOYHOM (hidmi-xpomarorpadueii [cuamkarems,
(12 r) omompys MeOH B JXM, 0-30%) c mnomyuennem N-(3-xmop-2-dropoenzum)-2-((1-
(MeTHICYIB(OHIIT)a3eTHANH-3 -1 )aMuHO )aneTamuza (167a) (68 mr, 0,194 mmons, Beixoa 22%) B BHUIIE TYCTOTO
JKEIITOTO Macia, KOTOpoe OBLUIO MCIIOIh30BaHO B TAKOM BUJIE Ha CIIETyIOLIeH CTany;

MC (ES+): 350,4 (M+1), 372,4 (M+Na); MC (ES-): 348,3 (M-1), 384,3, 386,3 (M+Cl).

Cragus 2: HOJydeHue 1-(2-((2-((3-xs10p-2-¢TOpOEH3NIT)aMHUHO )-2-0KCOITHIT ) (1 -
(MeTHICYIIB(OHIIT)a3eTH I H-3-1JT)aMHHO )-2-0KcoaTmi)- | H-unnazon-3-kapbokcamuaa (167b).

Peaktmst  N-(3-x50p-2-pTopoensmn)-2-((1-(MeTruiacynbGoHm )a3e THANH-3 -1 )aMHuHo JartieTamua  (167a)
(30 mr, 0,086 mmoib) ¢ 2-(3-kapbamown-1 H-unaazon-1-mr)ykcycuoit kuciorout (2¢) (19 mr, 0,086 MMoib) 1o
METOJIMKE, PUBEJACHHON JUIsl CTAJAUA 3 CXEMBI 2, Jlaa mocjie 00paboTKH peakIMOHHONH CMECH M OYMCTKH KOJIO-
HOYHOH (mI-xpomarorpadueil [cnnmkarens, (8 r) amoupyst MeOH B JIXM ot 0-30%] 1-(2-((2-((3-xmmop-2-
(hropOeH3nIT)aMUHO)-2-0KkcodTHI )( 1 -(MEeTHIICY b OHMIT )a3e TUANH-3 -1 )aMHUHO )-2-0KcodThN )- | H-mHmazou-3-
kapOoxcamuz (167b) (8 mr, 0,015 Mmmous, Bexon 17%) B Buae 6emoro TBEpIOTO BEUIECTBA CMECH JIBYX POTAIlH-
OHHBIX H30MEPOB;

'H SIMP (300 MI'i, IMCO-de) & 8,99 (1, J=5,7 I'i) u 8,64 (1, J=5,8 I'ny) (2t, 1H), 8,22-8,12 (m, 1H), 7,74-
7,66 (M, 2H), 7,62-6,95 (M, 6H), 5,64 u 5,42 (c, 2H), 5,19-4,76 (m, 1H), 4,49 (n, J=5,6 T'n) u 4,34 (1, J=5,8 I'n)
(2m, 2H), 4,42 (c) n 4,23-3,78 (M) (6H), 3,08 1 2,99 (c, 3H);

PF SIMP (282 MI', IMCO-dg) & -121,32, -121,65;

MC (ES+): 551,52 (M+1), 573,5 (M+Na); MC (ES-): 549,5 (M-1), 585,3 (M+Cl).

Cxema 168
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Monyuenne 1-(2-((2-((3-x10p-2-PTOPOCH3MIT)aMUHO)-2-0KCOITHIN )((3-dTHIIOKCETaH-3-HIT)METHI ) aMHHO )-2 -
okcoatnn)- 1 H-uanazon-3-kapookcammuna (168b).

Cramus 1: momydenune N-(3-xmop-2-¢ropbensmn)-2-((2-(3-3TrimokceTan-3-1i)METHI ) aMHHO )arleTaMH 1A
(168a).

Peakmus 2-xmop-N-(3-x0p-2-dhropdensmin)aneramuaa (35b) (205 mr, 0,87 mmons) ¢ (3-3THIIOKCETaH-3-
wi)MeTaHaMuHOM (250 mr, 2,47 MMOITB) 10 METOJIUKE, IIPUBEICHHOMN IS cTaguu 2 cXeMbl 35, mana nocie oopa-
06oTkn peaknuoHHOH cMecH N-(3-xmop-2-¢pTopoensnn)-2-((2-(3-3THnoKceTaH-3-1T)METHIT)aMUHO )alle TaMUL
(168a) B BuIe OECIBETHOTO Macia, KOTOPOE MCIIONB30BANN Ha CICIYIONIECH cTaauu 0e3 TOTOIHUTEIFHON OYUCT-
KU,

MC (ES+) 315,4 (M+1); (ES-) 313,4 (M-1).

Cramus ~ 2: TIOJTy9ICeHUE 1-(2-((2-((3-x710p-2-PTOpOEH3MIT)aMUHO )-2-0KCOITUN )((3-3THIIOKCETaH-3-
WJT)METHIT)aMUHO )-2-0KkcodTrN )- | H-urnazon-3-kapbokcamuaa (168b).

Peaxmmst N-(3-xmop-2-propoensmn)-2-((2-(3-aTunokceran-3-mi)Meruin)amuHo Jaretamuaa (168a) (51 wr,
0,162 MmMoip) ¢ 2-(3-kapbamoni- 1 H-unnazomn-1-mr)ykcycHoit kucioroit (2¢) (43 mr, 0,19 MMoIIb) 110 METOTUKE,
TIPUBEJICHHON IS cTaguu 3 cXeMmbl 2, Jana Tmociie 00paOOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
(dmam-xpomarorpadueit [cumukarens (12 1), amoupys DMA-80 B IXM ot 0 mo 100%] 1-(2-((2-((3-xm10p-2-
(hropOeH3MIT)aMIHO )-2-0KCOATHN ) ((3-3THIIOKCETaH-3 -FIT)METHII )JaMHHO )-2-0Kc0odTHN ) - | H-uHma3omn-3-
kapOokcamun (168b) (26 mr, 0,05 Mmoib, BeIxo 31%) B BHIe 0SIOTO TBEPIOTO BEIIECCTRA;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,84 (t, J=5,7 T') u 8,51 (1) (1H), 8,18 (ar, J=8,1, 1,0 I'n, 1H), 7,79-
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7,00 (M, 8H), 5,51 u 5,50 (2¢, 2H), 4,47 (1, J=5, 5 T'u)) u 4,40-3,73 (m) (8H), 1,74 (x) u 1,61 (x, J=7,3 Ty, 2H),
1,09 (1, J=7,3 T'np) u 0,84 (1, J=7,4 ') (3H);
PF SIMP (282 MI'n, IMCO-de) & -121,17, -121,55;
MC (ES+): 516,5 (M+1); MC (ES-): 514,5 (M-1).
Cxema 169
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[Monyuenne 1-(2-(((Tpanc)-3-amuHOIMKIOOYTHI)(2-((3-X510p-2-(DTOPOCH3NIT)aMHUHO )-2-0KCOITHII)aMHHO ) -
2-okcoatin)-1 H-unnazon-3-kapbokcamuma (169c).

Cragus I: HOJy4YeHue TpeT-0yTHia-((Tpanc)-3-((2-((3-xnop-2-pTOpOCH3MIT)aMIUHO )-2-
OKCOI3THII)aMHHO ) [IUKJI00yTHI)KapOamaTa (169a).

Peaxmmst 2-6pom-N-(3-xmop-2-propbensmn)aneramuna (69b) (250 mr, 0,89 MMonb) ¢ TpeT-OyTHI-(TpaHC)-
3-amuHOTIMKIIOOYTHIIKapOamaTom (250 mr, 1,34 MMOJb) MO METOIWKE, MMPUBEACHHON I CTaguu 2 CXEMBI 35
Jama TpeT-0yTHi-((Tpanc)-3-((2-((3-xmop-2-pTopOeH3mIT)aMIHO )-2-0KCOATHII)aMUHO ) ITUKI00y THIT )KapOamMaT
(169a) (173 wmr, 0,45 Mmmois, BeIx0ox 50%) B BHUAE TYCTOTO JKEITOTO Macla;

MC (ES+): 386,5 (M+1), 408,5 (M+Na); MC (ES-): 384,4 (M-1), 420,4, 422,4 (M+Cl).

Cramuss  2: momydenwe TpeT-OyTmi-((Tpanc)-3-(2-(3-kapobamoni-1H-urnazom-1-wmm)-N-(2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHII ) alleTAMUIO ) IIUKII00y THIT)KapOamara (169b).

Peakmmst  tper-OyTHi-((Tpanc)-3-((2-((3-x50p-2-pTOpOSH3NIT)aMIUHO )-2-0KCOITHI)aMHHO )LIUKIO0 Y THIT)-
kapbamata (169a) (108 wmr, 0,28 mmous) ¢ 2-(3-kapbamomni-1H-uanazon-1-mn)ykcycHoit kuciotoit (2¢) (74 wr,
0,34 MMOJIb) IO METOIMKE, IPUBEJCHHON JUIS CTaUK 3 CXeMBI 2, ana nocie 00padoTKH peakOHHOW CMECH H
OYMCTKH KOJIOHOYHOH (iami-xpomarorpadueit [cunukarens, (24 1) smoupys MeOH B CHCl; 0-10%] tper-
oyrni-((tpanc)-3-(2-(3-kap6amonn- 1 H-nanazon-1-mn)-N-(2-((3-xn0p-2-propOeH3uin)amMuHo)-2-
OKCOATHII)alleTaMUA0 )IHKI00y i) Kapbamar (169b) (0,101 r, 0,172 mmous, Beixox 61,5%) B Buzae 6emoro TBep-
JIOTO BEIIECTBA C METAIIMYECKUM OTTCHKOM B ()OPME CMECH IBYX POTALIMOHHBIX H30MEPOB;

MC (ES+): 587,6 (M+1), 609,6, 611,6 (M+Na); MC (ES-): 585,6 (M-1), 621,6, 623,6 (M+Cl).

Cramus 3: momydenue  1-(2-(((Tpanc)-3-amuHOIMKIOOYTHN)(2-((3-X710p-2-PTOPOSH3MIT)aMHUHO)-2 -
OKCO3THII)aMHHO )-2-0KcodTHI )- | H-urnazomn-3-kapbokcamuaa (169c).

Peaxius TpeT-0yTHin-((Tpanc)-3-(2-(3-kapbamoni- 1 H-unnazon-1-mr)-N-(2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI )alleTAMUI0 )IIHKI00yTHuT)Kapbamata (169b) (91 wmr, 0,16 mmons) ¢ TOK (0,24
ML, 3,1 MMOJIB) IO METOJIMKE, IPUBEIACHHOM IS CTAINK 2 CXEMBI 2, aja 1mociic 00pabOTKH PEaKIIMOHHOMN cMe-
CH M OYMCTKHU KOJIOHOYHOH (umIu-xpomaTorpadueii [cunukarens, (12 r) amoupyst DMASO B IXM 0-100%)] 1-
(2-(((rpanc)-3-amunonukno0y THI)(2-((3-X10p-2-PTOpOEH3MIT)aMHHO ) -2 -OKCOATUIT)aMUHO )-2-0KcoaTHII) - 1 H-
uHaa3ou-3-kapookcamun (169c) (17 mr, Beixox 22%) B Buae OSNOT0 TBEPIOrO BEIECTBA KaK CMECH JIBYX H30-
MEpPOB;

'H SIMP (300 MTIw, JAMCO-d¢) 6 8,88 (1, J=5,8 T'm) u 8,43 (T, J=5,9 I'm) (2T, 1H, oOMeHuBaromuiics ¢
D,0), 8,21-8,14 (m, 1H), 7,72 (c, 1H), 7,63-7,02 (M, 7H), 5,53 u 5,42 (2¢, 2H), 5,06-4,81 (M, 1H), 4,47 (n, J=5,6
I'm) n 4,33 (z, J=5,8 T'm) (21, 2H), 4,29 n 4,01 (2¢, 2H), 2,42-1,69 (M, 4H);

PF SIMP (282 MI'ii, IMCO-dg) & -121,25, -121,64;

MC (ES+): 487,5 (M+1), 509,5 (M+Na); MC (ES-): 485,5 (M-1), 521,43 (M+Cl).

Cxema 170
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aMUHO)-2-0kcoaTri)- 1 H-unnazon-3-kapookcamunaa (170b).

Cramust 1: momydenue N-(3-xiop-2-propoensun)-2-(((TpaHc)-3-MeTOKCHIHNKIOOYTHII)aMIHO )alieTaMuia
(170a).

Peakmmst  2-x5op-N-(3-x1mop-2-¢propobensmn)aneramuaa  (35b) (195 wmr, 0,826 mmonb) ¢ TpaHc-3-
METOKCHITMKIOOyTaHAMUH TUApoxjopuaoM (250 mr, 1,82 MMOJb) 10 METOJUKE, TPUBEACHHON ISl CTaauu 2
cxeMbl 35, mana mocie o0pabOTKH peaKIIMOHHOW CMECH M OYUCTKH KOJIOHOYHOH (dm-xpomarorpadueit [cumm-
karens (12 r), amonpys EtOAc/MeOH (9:1) B rekcane ot 0 1o 60%] N-(3-xmop-2-propoensmn)-2-(((TpaHc)-3-
MeTOKCHIHKIOOyTHI)aMuHo )aetamu (170a) (122 mr, 0,41 mmons, 50%) B Buae GeciBeTHOTO Maca;

MC (ES+) 301,4 (M+1); MC (ES-): 299,3 (M-1).

Cragus 2: MOJIy4eHUE 1-(2-((2-((3-x510p-2-hTOpOEH3MIT)aMHHO )-2 -0KCOITII )((TpaHC)-3-
METOKCHIMKJIOO0YTHIT)aMHHO )-2-0KcoaTi)- 1 H-unnazon-3-kapbokcamuaa (170b).

Peakmms  N-(3-xnop-2-¢pTopoensnn)-2-(((Tpanc)-3-MeTOKCHIMKI00yTHI)aMuHO )aneTamua  (170a) (122
mr, 0,41 mmous) ¢ 2-(3-xkap6amoni-1H-nanazon-1-um)ykcycHoit kuciotoit (2¢) (122 mr, 0,41 MMoib) 1o MeTo-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBI 2, Jaja mociie 00pab0oTKH peakIMOHHON CMECH U OYUCTKU KOJIOHOY-
HOH (mI-xpomatorpadueit [cunukarens (12 1), smoupys CMA-80 8 CHCI; ot 0 mo 60%] 1-(2-((2-((3-x110p-2-
(hropOeH3MIT)aMHUHO )-2-0KCOATHI )((TPAHC)-3-METOKCUIIMKIOOYTHII )aMHUHO )-2-0KCc0odTHN )- | H-mHanazo:mn-3-
kapOoxcamun (170b) (137 mr, 0,27 Mmmouns, BeIxox 67%) B BuAe 0eOro TBEpAOTO BEUIECTBA C METAJUINIECKUM
OTTCHKOM;

'H SIMP (300 MI'n, IMCO-dg) & 8,87 (1, J=5,7 T't) u 8,44 (t, J=5,9 T') (21, 1H), 8,17 (1, J=8,1 ', 1H),
7,72-7,01 (m, 8H), 5,55 u 5,42 (2¢, 2H), 4,85-4,69 (m, 1H), 4,47 (1, J=5,6 Ty) u 4,33 (1, J=5,7 I'n) (21, 2H), 4,29
n 4,02 (2¢, 2H), 3,92-3,78 (M, 1H), 3,17 u 3,10 (2¢c, 3H), 2,43-1,93 (M, 4H);

F SIMP (282 MI', IMCO) & -121,18, -121,60;

MC (ES+) 502,5 (M+1); 524,5 (M+Na); (ES-) 500,5 (M-1); (na ocHoBanuu SIMP maHHOe coennHeHue
Ipe/ICTaBIsIET cOOOH CMECh POTALMOHHBIX N30MEPOB B COOTHOIIEHHH 4:5).

Cxema 171
o
cl o OH HO,
HO, F. ,N~er é
3 HN
o é 2e \)CJ)\ F
N cl
0 ek e
C'/\n’N KCO: HATU, DIEA |,
O L Q 171a o 171
HO
IMomyuenue 1-(2-((2-((3-xy10p-2-TOPOECH3NIT)aMHHO ) -2 -0KCOITHI ) ((TpaHC)-3-ruapoKcu-3-(1Hc)-

METHIIMKIOO Y THIT)aMHIHO )-2-0Kco3TrA ) - | H-unnason-3-kapookcamuna (171b).

Cramust 1: momydenue N-(3-xyop-2-¢ropoensmn)-2-(((Tpanc)-3-ruapokcu-3-(1nc)-MeTHIHKIOOY THIT)-
amuHo )anetamuna (171a).

Peaxums 2-xsop-N-(3-x10p-2-propdensun)aneramuga (35b) (195 mr, 0,83 mmous) ¢ (Tpanc)-3-amuHo-1-
METWIIHKIOOYTaHOI ruapoxiopuaoM (250 mr, 1,82 MMOIIB) MO METOAMKE, IPUBEACHHOMN IS CTAAMH 2 CXEMBI
35, nanma mocie oOpabOTKKM peakIMOHHONW CMECH M OYHMCTKH KOJOHOYHOH (umII-XxpoMatorpadueil [Cruimkareib
(12 1), smoupys EtOAc/MeOH (9:1) B rekcane or 0 mo 60%)] N-(3-xmop-2-dpropdbensmn)-2-(((Tpanc)-3-
THIPOKCH-3-(1INC)-MeTHAIHKI00yTHT)amuHO )atietamu (171a) (108 mr, 0,36 mmoins, 43%) B Buae GeciBETHOTO
Maca;

'H SIMP (300 MI't, IMCO-dg) & 8,33 (t, J=6,1 I'n, 1H), 7,48 (11, J=7,6, 1,9 T'u, 1H), 7,31-7,24 (m, 1H),
7,23-7,15 (m, 1H), 4,69 (c, 1H), 4,36 (1, J=5,9 T'm, 2H), 3,17 (#, J=4,7 T'n, 2H), 3,03 (c, 2H), 2,14-2,03 (M, 2H),
1,70-1,58 (m, 2H), 1,23 (c, 3H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,65;

MC (ES+) 3001,4 (M+1), 323,4 (M+Na); (ES-) 299,3 (M-1).

Cranus 2: nonydenune 1-(2-((2-((3-xnop-2-dropdensun)amuno)-2-0kcoa i )((TpaHc)-3-ruapokcu-3 -(uuc)-
METHIIIMKIOO Y THIT)aMHIHO )-2-0KcodTrA ) - | H-unna3on-3-kapookcamuna (171b).

Peaxius N-(3-xn0p-2-¢propdensun)-2-(((Tpanc)-3-ruapokcu-3-(IUC)-METHIILHMKIO0Y THIT)aMHUHO )-
aneramuya (171a) (108 mr, 0,36 mmoinb) ¢ 2-(3-kapbamowm-1H-unnazon-1-mn)ykcycHoit kucnotoit (2¢) (87 wmr,
0,4 MMOJIB) IO METOJMIKE, IPUBEICHHON I CTAJAUU 3 CXEMBI 2, Jana mocjie 00pabOTKH PEaKIMOHHOW CMECH U
OYHMCTKH KOJOHOYHOH (ummi-xpomaTtorpadmueii [cumukarens (12 1), amoupys CMA-80 8 CHCI; ot 0 mo 60%] 1-
(2-((2-((3-xy0p-2-pTOpOESH3MIT)aMUHO )-2 -0KCOITHI)((TpaHC)-3-TUAPOKCH-3 -(IHC ) -METHIIITUKIOO Y THIT)aMHHO ) -2 -
okcoaTtn)- 1 H-manazon-3-kap6okcamun (171b) (65 mr, 0,13 Mmmons, Beixon 36%) B Buae 0€10T0 TBEPAOTO Be-
IIeCTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,88 (t, J=5,7 T'n) u 8,42 (1, J=5,9 T'w) (21, 1H), 8,17 (M, 1H), 7,69 (M,
1H), 7,31-7,01 (m, 7H), 5,53 u 5,42 (2¢, 2H), 5,01-4,67 (M, 2H), 4,46 (1, J=5,5 I'm) u 4,33 (7, J=5,8 I'n) (21, 2H),
4,24 13,99 (2¢, 2H), 2,32-1,83 (M, 4H), 1,26 u 1,17 (2¢c, 3H);
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F SIMP (282 MI', IMCO) & -121,09, -121,56;
MC (ES+) 524,5 (M+Na); (ES-): 500,5 (M-1); (1a ocHoBanuu SIMP naHHOE coeaMHEHHE NPEICTABISCT
co0o0¥i cMeCh POTAIMOHHBIX H30MEPOB B COOTHOIICHUM 1:1).
Cxema 172

HO
H,N b QN
% HN \ 2e s,
cl < ) “—NH © 109
F. H \_q N N\)LN
H OH HN _ g 1 N
N > HATU, DIEA =
cl K,CO : F
/\[or 2LUs3 Fjb H,N
172a

Cl
35b © 172b
[Momyuenne 1-(2-((2-((3-xm0p-2-hTOopOeH3MIT)aMUHO ) -2-0KCOITHI )(((TpaHC)-3-TUAPOKCUITUKIOOY THII ) -
METHIT)aMUHO)-2-0Kkc03ThN)- | H-uHnazon-3-kapookcamuna (172b).
Cramqus 1: noyaeane  N-(3-xmop-2-dpropoensnn)-2-((((TpaHc)-3-ruAPOKCUIIMKIOO0Y THIT )METHI )-

amuHo)anetamuaa (172a).

Peakmust  2-xmop-N-(3-x0p-2-dropoersmn)aneramuaa (35b) (254 wmr, 1,08 mmonp) ¢ (Tpanc)-3-
(amuHOMeTHIT)IUKIIOOYTaHOI THApOXIopHUaoM (370 Mr, 2,69 MMOJIB) 1TO METOUKE, MPUBEACHHOMN IS CTaIuu 2
cxeMbl 35, nana nocie o0paboTKM PeakKIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH Quani-xpomarorpadueii [cnnu-
karens (12 r), amoupys EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%] N-(3-xsop-2-¢propoensnn)-2-((((rpanc)-3-
THIIPOKCUITUKIOO Y THI )METHI )amMmuHo )arietamus (172a) (130 mr, 0,43 mmons, 40%) B Bue OSCIIBETHOTO Maca;

MC (ES+): 301,4, 303,4 (M+1, M+2), 323,3 (M+Na); MC (ES’) 299,3 (M-1).

Cragus 2: MOJIy4eHUE 1-(2-((2-((3-x50p-2-pTOpOeH3MIT)amMuHO ) -2 -0kco3TIIT)(((TpaHc)-3-
TUAPOKCUITUKIIOO0YTHIT ) METHI )aMHHO )-2-0Kc0odTHI)- | H-uamazon-3-kapbokcamuna (172b).
Peaxmmst N-(3-xmop-2-pTopoensmn)-2-((((TpaHc)-3-ruapoKCHIINKIOO Y THIT)METHIT )JaMUHO )alleTAMH 1A

(172a) (130 mr, 0,43 mMmoup) ¢ 2-(3-kap6amowmn-1H-unmazon-1-mwn)ykcycnoit kucnoroi (2¢) (104 wmr, 0,48
MMOJIb) TI0O METOJMKE, PUBEIACHHOMN I CTAIWH 3 CXEMBI 2, naa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH KOJIOHOYHOW (miu-xpomaTorpadueit [cmmukarens (12 ), samoupys CMA-80 B CHCI; ot 0 go 60%] 1-(2-
((2-((3-x0p-2-PTOpOEH3MIT)aMUHO )-2 -0KCOITHI ) (((TpaHC)-3-THAPOKCUITIKIOO0Y THI ) METHI )aAMHHO )-2 -
okcoaTin)- 1 H-unnazon-3-kapookcamun (172b) (32 wmr, 0,064 mmos, Beixon 15%) B Buge 6e10ro TBEpIOroO Be-
IIECTBA;

'H SIMP (300 MI'n, IMCO-dy) & 8,81 (1, J=5,8 I'ry) u 8,45 (1, J=6,0 I'ny) (2t, 1H), 8,21-8,13 (M, 1H), 7,73
(yw. c., 1H), 7,58-7,07 (m, 7TH), 5,57 u 5,47 (2¢, 2H), 5,05 (n, J=6,1 I'n) u 4,93 (x, J=6,0 Tw) (21, 1H), 4,45 (x,
J=5,5Tu) u 4,32 (1, J=6,0 I'm) (21, 2H), 4,23 u 3,93 (2c, 2H), 4,41-4,25 u 4,19-4,07 (2™, 1H), 3,56 (1, J=8,0 I'ry)
u 3,31 (1, J=7,9 I'n) (20, 2H), 2,32-1,76 (M, SH);

F SIMP (282 MI', IMCO) & -121,27, -121,65;

MC (ES+) 524,5 (M+Na); (ES-) 500,5 (M-1). (Ha ocHoBanuu SIMP nanHOe coenmHEHHE INPEACTaBISET
co00¥i cMeCh POTAIMOHHBIX H30MEPOB B COOTHOIICHUH 2:1).

Cxema 173
cl OH
OH . o oj,OH
i N
cl Q HZN»\b 2 ; o) F
O NH N cl
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_ B =N O
N
'S K2COy N HATU,DIEA | |
© 3 173a © 173b
&1
IMomyuenue 1-(2-((2-((3-xn0p-2-pTOpOEH3MIT)aMUHO)-2-0KCOITHI ) ((TpaHC)-4-THAPOKCUIIMKIIOT €KCHII )-

aMUHO)-2-0kcoaTrn)- 1 H-uranazon-3-kapookcamunaa (173b).

Cranus 1: nomyuenne N-(3-xmop-2-dpropoensuin)-2-(((Tpanc)-4-rugpoKCHUIIMKIONeKCHIT)aMIUHO )alleTaMHIa
(173a).

Peakmmst  2-x70p-N-(3-xmop-2-propdbensmn)aneramun  (35b) (342 wmr, 1,45 mmombs) ¢ (Tpanc)-4-
amuHOIHKIIOTeKcanoaoM (500 mr, 4,34 MMOJTB) 1O METOJIMKE, TPUBEICHHON IS CTaIuu 2 CXeMBbI 35, mama mo-
cie oOpabOTKH PEaKIMOHHON CMeCH W OYMCTKH KOJOHOYHOH (hidm-xpomarorpadueit [cummkarens (12 1), amro-
upys EtOAc/MeOH (9:1) B rekcame or 0 go 60%] N-(3-xmop-2-propbensmn)-2-(((Tpanc)-4-
THIPOKCUITMKIIOTEeKCHIT)aMHuHO )atieTamuy (173a) (445 mr, 1,41 mmoins, 98%) B Buze OecIiBETHOTO Macia;

MC (ES+): 315,4,317,4 (M+1, M+3); (ES-): 313,3.

Cragus 2: MOJIy4eHUE 1-(2-((2-((3-x510p-2-hTOpOEH3MIT)aMHHO )-2-0KCOITII )((TpaHC )-4-
THIPOKCHIMKIIOT€KCHIT)aMUHO )-2-0kcoaTHI)- | H-nHnazon-3-kapookcamuna (173b).

Peakmms N-(3-xmop-2-¢propbensnin)-2-(((Tpanc)-4-ruqpoKCHIMKIOreKCiT )aMuHo )arietamuaa (173a) (320
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mr, 1,02 mmous) ¢ 2-(3-xkap6amoni-1H-nnnazon-1-um)ykcycHoi kuciotoit (2e) (245 mr, 1,12 MMonb) o mMeTo-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBbl 2, Jaja mociie 00paboTKH peakIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOHU (hmpm-xpomartorpadueit [cummkarens (12 1), amonpys CMA80 B CHCI; ot 0 mo 60%] 1-(2-((2-((3-x110p-2-
(hropOeH3MIT)aMHUHO )-2-0KCOITHI )((TpaHC)-4-THIPOKCHITMKIIOTEKCHIT)aMUHO )-2 -0kcodTvi) - | H-naazon-3-
kapOoxcamuz (173b) (110 mr, 0,21 MMoits, BeIxox 21%) B Buge 6€70T0 TBEPAOTO BEUIECTBA;

'H SIMP (300 MI't;, IMCO-de) & 8,80 (T, J=5,7 I'p) u 8,33 (1, J=6,0 ['n) (21, 1H), 8,21-8,14 (m, 1H), 7,75-
7,64 (M, 1H), 7,63-7,00 (M, 7H), 5,61 u 5,45 (2¢, 2H), 4,60 (1, J=4,2 T'n) u 4,55 (0, J=4,6 Ty) 21, 1H), 4,45 (x,
J=5,6Tn) u4,31 (n, J=5,8 I'n) (2, 2H), 4,24-3,72 (m, 3H), 3,45-3,19 (M, 1H), 1,94-0,98 (M, 8H);

PF SIMP (282 MI', IMCO-de) & -121,13, -121,69;

MC (ES+): 516,5 (M+1), 538,5 (M+Na); (ES-): 514,5 (M-1), 550,5 (M+Cl); (na ocaoBannu IMP nannoe
COeIMHEHUE TIPEACTABIIACT COO0I CMeCh POTAITMOHHBIX H30MEPOB B COOTHOIIICHUH 3:2).

Cxema 174

NH
o e o
(0] N\)J\
’,“/\[rN ” . "Z‘/\[Or H/\/Q
F HATU, DIEA F
HoN &
cl O y74a

1442
[Monyuenne  1-(2-((2-((3-x10p-2-pTOopOEH3MIT)aMHHO)-2-0OKCOITHIT)(N30TTPOIIHIT)aMHHO)-2-0KCOITHIT )-N5-

(umkonponunMetn)- 1 H-nanazon-3,5-qukapOokcamMu,1)aMHHO ) -2 -0KCOATHIT) (M30TIPOTIHI )JaMHHO )-2-0KCOITHII ) -
N-(mupuann-3-unmernn)-1 H-ungon-5-xkapookcamuna (174a).

Peaxius 3-kap6amont-1-(2-((2-((3-xm0p-2-PpTopOEH3MIT)aMUHO)-2-OKCOITHI )(M30TIPOIIHIT )aMHHO ) -2~
okcodTnn)- 1 H-uanazon-5-kapoonoBoit kucnotel (144a) (50 mr, 0,1 MMONIB) ¢ IMKJIONPONMAIMETAHAMUHOM
(0,013 ™M, 0,15 MMOJIB) IO METOIMKE, TIPUBEACHHON IS CTAJMH 3 CXEMBI 2, Jaya 1mocjie 00paboTKH peaKIuoH-
HOW CMECH W OYHMCTKH KOJIOHOYHOHU (hiami-xpomatorpadueit [crwmkarens (4 1), amoupys MeOH B IXM (ot 1:0
bi (o) 19:1)] 1-(2-((2-((3-x510p-2-PTOPOESH3MIT)aMHHO )-2 -OKCOITHIT ) (M30TIPOTIHIT )aMUHO )-2 -OKCOITHIT )-N 5 -
(mukonporuiMetwd)- 1 H-uanazon-3,5-aukapOokcaMu T )aMuHO ) -2 -0KCOITH ) (M30TIPOITHIT ) aMUAHO ) -2-0OKCOITHI ) -
N-(mupunun-3-wimernn)- 1 H-urgon-5-kapookcamun (174a) (31 mr, 56%) B Bume 6e10T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MTI't, IMCO-ds) (cMech IByX POTALMOHHBIX M30MepoB) & 8,83 (r, J=5,7 ') u 8,37 (,
J=5,9 I'm) (21, 1H), 8,77-8,62 (M, 2H), 7,93-6,94 (M, 7H), 5,62 n 5,48 (2¢c, 2H), 4,61-4,48 n 4,29-4,202 (m, 1H),
4,46 (n, J=5,6 Tw) m 4,31 (1, J=5,8 T'm) (21, 2H), 4,18 u 3,83 (2¢, 2H), 3,17 (T, J=6,3 I'y, 2H), 1,23 (7, J=6,3 T'm)
u 0,99 (1, J=6,8 I'n) (21, 6H), 1,13-1,01 (M, 1H), 0,51-0,37 (M, 2H), 0,32-0,18 (M, 2H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,73;

MC (ES+): 557,6 M+1) u 579,6 (M+Na); MC (ES-): 591,5 u 593,5 (M+Cl).

Cxema 175

HO NH
Y o ©)\NH2 d\ Y 0o
° Y I -“WNJN“/@
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HoN
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HoN cl 2 % Cl
(¢} 1443 175a

Monyuenne  1-(2-((2-((3-x10p-2-pTOpOEH3MIT)aMHHO)-2-0OKCOITHIT)(N30TIPOTIIT)aMHHO)-2-0KCOITHIT )-N5-
(1-permmaTin)- 1 H-unnazon-3,5-mukapookcamuna (175a).

Peaxius 3-kap6amont-1-(2-((2-((3-x0p-2-PpTOpOEH3MIT)aMUHO ) -2 -OKCOITHI)(M30TIPOIIHIT )aMHHO ) -2~
okcoaTnn)- 1 H-uanazon-5-kapoonosoit kuciothl (144a) (50 mr, 0,1 mmons) ¢ 1-¢penmmranamuaoM (0,02 mur,
0,15 MMoITB) IO METOAWKE, TIPUBEACHHOMN IS CTAJMK 3 CXeMBI 2, ajia 1mocie 00paboTKH peaKIIMOHHONH CMECH U
OYHCTKH KOJIOHOYHOU (umdnI-xpomaTtorpadueit [cunukarens (4 1), smoupys MeOH B IXM (ot 1:0 go 19:1)] 1-
(2-((2-((3-xy0p-2-pTOPOESH3MIT)aMUHO )-2 -OKCOITHI ) (M30TIP OTIHIT )aMUHO )-2 -0Kc03THI )-N5-( 1 -hernmatrn)-1 H-
nHpaazoun-3,5-aukapookcamun (175a) (49 mr, 81%) B Bume 6€70T0 TBEPAOTO BELIECTBA;

'H SIMP (300 MI't, JIMCO-dg) (cMech IBYX pPOTAMOHHBIX m30MepoB) & 9,02 (1, J=3, 6 I'u) u 8,99 (x,
J=3,8 I'm) (21, 1H), 8,83 (1, J=5,7 I') u 8,36 (1, J=5,9 I'n) (21, 1H), 8,77-8,71 (M, 1H), 7,97-6,94 (M, 12H), 5,62
u 5,48 (2¢, 2H), 5,29-5,09 (M, 1H), 4,62-4,49 u 4,28-4,21 (2m, 1H), 4,46 (n, J=5,6 ') u 4,31 (u, J=5,9 I'n) (2,
2H), 4,18 u 3,83 (2¢, 2H), 1,55-1,46 (m, 3H), 1,23 (x, J=6,3 T'w) 1 0,99 (n, J=6, 9 T'n) (21, 6H);

PF SIMP (282 MI', IMCO-dg) & -121,22, -121,73;

MC (ES"): 607,7 (M+1) u 629,7 (M+Na); MC (ES-): 641,6 u 643,6 (M+Cl).

Cxema 176
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MMomyuenne  1-(2-((2-((3-xmop-2-hTOpOESH3MIT)aMHUHO )-2-0KCOITHIT ) (M30TIPOTIHI JAMHHO )-2-0KCOATHIT)-N5-
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(mupumuuH-5-mn)- 1 H-uanazon-3,5-nukapookcamuna (176a).

Peaxius 3-kap6amont-1-(2-((2-((3-x0p-2-PpTOpOEH3MIT)aMUHO ) -2 -OKCOITHI )(M30TIPOIIHIT )aMHHO ) -2~
okcoatnn)- 1 H-uanazon-5-kapoonosoit kucnotsl (144a) (50 mr, 0,1 Mmons) ¢ mupuMuauH-5-amuHOM (15 Mr,
0,15 MMoITB) IO MeTOAWKE, TIPUBEACHHOM IS CTAJMK 3 CXeMBI 2, aja 1mocie 00paboTKH peaKIIMOHHONH CMECH U
OYHCTKH KOJIOHOUHOU (amr-xpomaTorpadueti [cunmukarens (4 1), amoupys MeOH B JIXM (ot 1:0 mo 9:1)] 1-
(2-((2-((3-xy0p-2-PpTOPOESH3MIT)aMUHO )-2 -OKCOITHIT ) (M30TIP OTIHIT )aMHHO )-2 -OKCOITHI ) - N S-(MTUpUMU TUH-5-1IT) -

I H-unnazon-3,5-guxapbokcamun (176a) (10 mr, 17%) B Bume Geroro TBEpAOTO BEIIECTBA C METAJUIMYECKUM
OTTCHKOM;

'H SIMP (300 MI'r, IMCO-dg) (cMech IBYX pOTAIMOHHBIX n3oMepoB) & 10,863 u 10,857 (2¢, 1H), 9,213
n 9,209 (2¢c, 2H), 8,941 u 8,938 (2¢, 1H), 8,93-8,82 (M, 2H), 8,49-6,91 (m, 7H), 5,67 u 5,53 (2¢c, 2H), 4,66-4,50 u
4,29-4,22 (2m, 1H), 4,47 (n, J=5,5 I'n) u 4,32 (7, J=6,0 I'm) 2z, 2H), 4,20 u 3,85 (2¢, 2H), 1,24 (1, J=6,6 I'm) u
1,00 (m, J=6,8 T'n) (21, 6H);

PF SIMP (282 MI'y, IMCO-dg) & -121,21, -121,70;

MC (ES+): 581,6 (M+1); 603,6 (M+Na).

Cxema 177

N,

3 N th N
g 2 %“T:* 2

Iomyuenue 1-(2-((2-((3-x10p-2-hTOPOESH3NIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) AMHHO ) -2 -OKCOATHI)-5-
(mmnepuauH-1-kapbokcamuno)-1H-unnazon-3-kapookcamuna (177a).

Peaxius 3-kap6amont-1-(2-((2-(3-xm0p-2-¢hTopOEH3MITAMHHO ) -2 -OKCOATHIT ) (M30TIPOIIHII )aMHHO ) -2 -
okcoatiin)- 1 H-nanazon-5-kapoonunazuna (145a) (420 mr, 0,79 mmons) B Toyose (15 mir) ¢ munepuguaom (135
mr, 1,59 mmons), ucnonsszyst TEA (0,44 mi, 3,18 MMOJIB) B KaueCTBE OCHOBAHUSI 10 METOJIUKE, MPUBEICHHON
qutst craguu 4 cxemsbl 129, nana nocire 00pabOTKK PeakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH Xpomarorpadu-
eit [crmkarens (12 1), smoupys DMASO B IXM ot 0 mo 40%)] 1-(2-((2-((3-x110p-2-¢hTOpOeH3MIT)aMITHO)-2-
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0KCO3THN )-5-(TuniepuauH- 1 -kapbokcamuo)- 1 H-unmgazon-3-kapookcamug
(177a) (179 mr, 0,31 Mmmois, BeIxox 39%) B Buae 6€I0T0 TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI'u, IMCO-dg) & 8,82 (t, J=5,7 ') u 8,37 (1, J=5,9 T'm) (21, 1H), 8,58 (c, 1H), 8,22-8,15
(M, 1H), 7,66-7,06 (M, 7H), 5,53 u 5,40 (2¢c, 2H), 4,63-4,23 (m, 3H), 4,17 u 3,83 (2c, 2H), 3,48-3,39 (M, 4H),
1,65-1,42 (m, 6H), 1,21 (#, J=6,5 I'm) 1 0,99 (zx, J=6,8 I'y) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,78;

MC (ES+) 586,6 (M+1); MC (ES-) 584,5 (M-1).

Cxema 178

N N Y Q
o I;l/\n’ \)I\m FF 'I\l/\n/N\)I\N
=N © F TEA =N © .
HoN & HoN

& 178a cl
1452 o
IMomyuenue 1-(2-((2-((3-x510p-2-hTOPOESH3MIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) aAMHHO ) -2 -OKCOATHI)-5-
(4,4-mudropnunepunus- 1 -kapookcamuo)- 1 H-unnaszon-3-kapookcamuna (178a).
Peaxmus 3-kap6amont-1-(2-((2-(3-xmop-2-hTopOEH3MITAMHUHO ) -2 -OKCOITHIT ) (M30TIPOIIHIT )aMHHO ) -2 -

okcoaTwn)- 1 H-unnazon-5-kapoonmnasuna (145a) (150 wmr, 0,28 mmomb) B Tomyone (10 mi) ¢ 4,4-
nmudTopriuniepuauH ruapoxiaopuaoM (134 mr, 0,85 Mmmoins), ucrions3ys TEA (0,16 mu, 1,13 MMomb) B KadecTBe
OCHOBAaHHS TI0 METOJWKE, MPUBEACHHON /I cTanuu 4 cxeMmbl 129, mana mociie 00paboTKH PEaKIMOHHON CMecH
M OYHCTKH KOJIOHOYHOM Xpomarorpadueii [cunmnkarens (12 1), amoupyst DMAS8O B JIXM ot 0 mo 40%] 1-(2-((2-
((3-xmop-2-hTOopOEH3MIT)aMUHO )-2-0KCOITHI ) (M30TTPOITHIT ) AMHHO )-2-0KCOATHI )-5-(4,4-aud ToprumnepuanH- 1 -
kapOoxcamuno)-1H-nanazon-3-kapbokxcamuy (178a) (43 mr, 0,069 mmouns, Bexon 24%) B Buae 06e10T0 TBEPIO-
TO BEIIECTBA;

'H SIMP (300 MT't;, IMCO-de) & 8,91-8,32 (m, 2H), 8,23-8,14 (m, 1H), 7,66-7,06 (M, 7H), 5,53 u 5,40 (2c,
2H), 4,62-4,23 (M, 3H), 4,17 u 3,83 (2¢, 2H), 3,66-3,56 (M, 4H), 2,09-1,87 (M, 4H), 1,21 (x, J=6,5 I'n) u 0,99 (7,
J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -95,19, -121,22, -121,78;

MC (ES+): 622,6 (M+1); MC (ES-): 620,5 (M-1).
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Cxema 179
NTEN N

0 Pdydbal; || I
CHs Xanthphos Kl) o CHa Kf\ G CHa
Br \N G320 HN TEK HN {
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N o NH; N — N
O N N N
\\\// o | \\{o \‘{o
1564 C N 179a S
O\é 1790
o F
H /=N
N
\rN\)J\H“©,C Lf
19¢ HN i

N A
NN
HATU, DIPEA =N 0 F
MDA HyC

o Cl

178c¢

IMomyuenue 2-(3-auernn-5-(mupuMuaAnH-5-mamuHo )- 1 H-nuazon-1-mm)-N-(2-((3-xnop-2-
(TopOeH3MIT)aMruHO)-2-0kcoaTH)-N-u3onponunareramuaa (179c¢).

Cragus 1: momydeHue Tper-OyTmin-2-(3-auerwi-5-(MupuMuInH-S-m1aMuHo)-1 H-unnazon-1-mn)amnerata
(179a).

Peaxmmst TpeT-OyTri-2-(3-aneTun-5-6pom-1H-unmazon-1-mrnanerara (156d) (1,0 r, 2,83 MMounb) ¢ mupu-
MuauH-5-amuaOM (0,539 1, 5, 66 MMOJIB) TIO METOAMKE, TIPUBEIEHHOM I cTaguu 1 cxembl 97, mana mocie 00-
paboOTKN peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH (idri-xpomaTorpadueii [cunmukarens (40 1), amoupys
DMASO B IXM ot 0 mo 20%] tpeT-OyTin-2-(3-aneTwmi-5-(mupuMuanH-5-miamMuHo)- | H-uana3on-1-mm)anerar
(179a) (720 mr, 1,96 MMo1s, BEIXOZ 69%) B BHAE OETIOT0 TBEPAOTO BEIMIECTBA C METAITMYECKIM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-dg) & 8,73 (c, 1H), 8,65 (c, 1H), 8,56 (c, 2H), 7,93-7,88 (M, 1H), 7,72 (ax,
J=9,0,0,7 I', 1H), 7,37 (an, J=9,1, 2,2 I'n, 1H), 5,42 (c, 2H), 2,59 (c, 3H), 1,44 (c, 9H);

MC (ES+): 368,5 (M+1), 390,5 (M+Na); MC (ES-): 366,5 (M-1), 402,4 (M+Cl).

Cramust 2: momydenue 2-(3-auneTwi-S-(MupuMHIMH-5-H1aMuHO)-1H-nH1a3051-1-1m1)yKCyCHON KHCIIOTHI
(179b).

Peaxums Tper-OyTnn-2-(3-anerun-5-(mupumMuaun-S-unamMuHo)-1 H-unnazon-1-nn)anerarr (179a) (700 wr,
1,91 mmonb) ¢ TOK (1,47 mut, 19,05 MMOIB) IO METOMKE, MMPUBEICHHOMN [UIS CTaIUM 2 CXEMEI 2, aya TOocie
00paboTkn peaknuoHHOM cMmecu U pactupanus ¢ 30% EtOAc-rexcan (10 mi) 2-(3-anetni-S-(mupumMuauH-5-
nnamuHo)-1 H-nanazon-1-mn)ykeycayio kuciory (179b) (400 mr, 1,35 mmons, BeIxonm 99%) B BHae OGenoro
TBEPAOTO BEIECTBA C METAININIECKUM OTTECHKOM;

'H SIMP (300 MI'y, IMCO-dg) & 13,37 (c, 1H, obmenuBatomtmiics ¢ D,0), 8,74 (¢, 1H), 8,66 (c, 1H), 8,56
(c, 2H), 7,90 (an, J=2,2, 0,7 I'u, 1H), 7,76 (nn, J=9,0, 0,7 I'u, 1H), 7,36 (mm, J=9,0, 2,2 I'n, 1H), 5,43 (c, 2H),
2,59 (c, 3H);

MC (ES+): 312,4 (M+1), 334,4 (M+Na), MC (ES-): 310,4 (M-1).

Cramuss  3: momydenue 2-(3-anmeTwin-5-(mupuMuInH-5-niaMuHO)- 1 H-urnazon-1-mm)-N-(2-((3-xmop-2-
(TopOeH3MIT)aMuHO)-2-0KkcoaTH)-N-u3onponunaneramuzaa (179c¢).

Peakumms 2-(3-anerni-5-(nmupumuauH-5-nnamuso)- 1 H-nanazon-1-mn)ykcycHoit kucnotst (179b) (70 wr,
0,23 mmonb) ¢ N-(3-x10p-2-dpropdensmn)-2-(n3onponmwiamuno)aneramuaom (19¢) (58 mr, 0,23 mmouns) o Me-
TOJMKE, IPUBEICHHON JUIsl CTaJlM 3 CXEMBI 2, faja 1ocie 00paboTKH peakIMOHHONW CMECH U OYHCTKH C TIOMO-
MBI0 (MIIAII-KOJIOHOYHOH Xpomarorpaduu [cunukareins (12 1), smoupyst DMA-80 B AXM 0-20%] 2-(3-anerui-
5-(mupumuanH-5-nnamuHo)- 1 H-nanazon- 1 -mm)-N-(2-((3-xmnop-2-dpropOeH3nin)aMuHo )-2-0KcoaTHIT )-N-
m3onpomunaneramun (179c) (105 mr, 0,19 mmons, Beixox 85%) B BHAE OYEHB CBETIIO-OPAH)KEBOTO TBEPIOTO
BEILIECTBA B BU/IE CMECH ABYX POTAI[MOHHBIX H30MEPOB;

'H SIMP (300 MI'ti, IMCO-dq) & 8,84 u 8,36 (21, J=5,6 T'n, 1H), 8,72 (c, 1H), 8,65 u 8,64 (2¢, 1H), 8,55
(c, 2H), 7,908 u 7,902 (2¢c, 1H), 7,70-7,00 (M, 5SH), 5,67 u 5,51 (2¢c, 2H), 4,63-4,52 n 4,33-4,20 (2m, 1H), 4,47 n
4,33 (2n, J=6, 0 I'y, 2H), 4,18 n 3,85 (2¢, 2H), 2,59 (¢, 3H), 1,25 u 1,00 (21, J=6,8 I't, 6H);

PF SIMP (282 MI'n, IMCO- dg) & -121,21, -121,72;

MC (ES+): 552,6 (M+1); MC (ES-): 586,5, 588,5 (M+Cl).

Cxema 180

0
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179 OH HiC 180a

IMomyuenue 2-(3-aueTmin-5-(mupuMuanH-5-n1amuHo)- 1 H-nanazon-1-mm)-N-(2-((2'-xnop-2-drop-[1,1'-
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ougenni]-3-mr)amuHo)-2-0kcoaTii)-N-n3onponunaneramua (180a).

Peaxumms 2-(3-anerni-5-(nmupumuauH-5-nnamuno)- 1 H-nanazon-1-mn)ykcycnoit kucnotst (179b) (70 wr,
0,23 Mmonp) ¢ N-(2'-xmop-2-drop-[ 1,1'-6udennn]-3-un)-2-(n3onponunamuno )areramuaom (115¢) (72 wmr, 0,23
MMOJIb) TI0O METOMKE, IPUBEIACHHOHN I CTAIWH 3 CXEMBI 2, naa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH C TIOMOIIBIO (PIAII-KOJIOHOYHOH Xpomarorpaduu [cunukarens (12 1), amoupys DMA-80 B IXM 0-20%]
2-(3-aneTmin-5-(mupuMuH-5-uraMuHo )- | H-mamazon-1-mn)-N-(2-((2'-xmop-2-¢prop-[1,1'-6ndenwmn]-3-
WIT)aMHHO)-2-0KcodTri)-N-m3onpommianeramun (180a) (61 mr, 0,099 Mmmons, Berxox 44%) B Buae 6emoro TBep-
JIOTO BEIIECTBA C METAJUTHIECKAM OTTEHKOM KaK CMECH JIBYX POTAIlHOHHBIX H30MEPOB;

'H SIMP (300 MT', IMCO-dg) 6 10,27 n 9,76 (2¢, 1H), 8,73 u 8,72 (2¢, 1H), 8,65 (c, 1H), 8,55 u 8,54 (2c,
2H), 8,11 u 7,95 (2t, J=7,4 I'u, 1H), 7,90 u 7,89 (2x, J=2,1 I'u, 1H), 7,68-7,00 (M, 6H), 5,73 u 5,55 (2¢, 2H),
4,73-4,57 n 4,40-4,26 (2m, 1H), 4,47 u 4,09 (2¢, 2H), 2,59 n 2,58 (2¢, 3H), 1,28 u 1,07 (21, J=6,8 T'u, 6H);

PF SIMP (282 MI', IMCO-de) & -126,81, -126,96;

MC (ES+): 614,6 (M+1); MC (ES-): 648,6 (M+Cl).

Cxema 181
W
. cl NN HN
-, N
C'/\I(])/ KaCOs HATU, DIEA F
cl

35b 181a 181b

Momyuenne (S)-1-(2-((2-((3 -xnop-2-q)Top6eH3Hn)aMI/IHo)-2-0KcoaTHn)(neHTaH-2-Hn)aMHHo)—Z—OKCOBTHH)-
1H-unna3on-3-kapookcamuna (181b).

Cranus 1: nomxyuenue (S)-N-(3-x10p-2-propOensmn)-2-(nenran-2-uaaMuHo )aneramua (181a).

Peaxums 2-x10p-N-(3-xmop-2-propdbensmn)aneramuna (35b) (267 mr, 1,13 mmons) ¢ (S)-nenTan-2-aMuH
runpoxiopuaom (350 mr, 2,83 MMOJIB) IO METOIUKE, IPUBEIACHHOW JUTS CTaauK 2 CXeMHI 35, mana mocie oopa-
0OTKHM PEaKIMOHHOH CMECH M OYHCTKH KOJOHOYHOH (ummi-xpomartorpadueil [cumukarens (12 r), smoupys
EtOAc/MeOH (9:1) B rekcane ot 0 mo 60%] (S)-N-(3-xn0p-2-hropOeH3nin)-2-(NeHTaH-2-1IaMHUHO )alleTaMH ]
(181a) (112 wmr, 0,39 MmMo1s, 35%) B BHIEC OCCIIBETHOTO Maca;

MC (ES+): 287,4, 289,4 (M+1, M+3); (ES-): 285 4.

Cramus 2: monydenue (S)-1-(2-((2-((3-xm0p-2-hTOopOSH3MIT)aMIUHO)-2-0KCOITH )(TIEHTaH-2-HJT1)aMHHO)-2-
okcoatnn)- 1 H-uanazon-3-kapookcamuna (181b).

Peaxmust (S)-N-(3-xsop-2-pTopobensmn)-2-(menran-2-miaMuHo )aneramuaa (181a) (112 mr, 0,39 mmodns) ¢
2-(3-kapbamounn-1H-unmazon-1-mr)ykcycnoit kuciorout (2e) (94 mr, 0,43 MMOJIB) TIO METOJMKE, MPUBEACHHON
JUISL CTaaud 3 CXeMbl 2, Jajia Tocie OO0paOOTKM PEaKIMOHHOW CMECHM M OYHCTKHA KOJOHOYHOW (hIdrI-
xpomarorpadueii [cwimkarens (12 1), amoupys DMASO B XM or 0 mo 60%] (S)-1-(2-((2-((3-xmop-2-
(hTopOeH3MIT)aMIHO )-2-0KCOATH )(ICHTaH-2 -1 )aMUHO )-2-0Kkco3TiN)- | H-uanazon-3-kapbokcamun (181b) (141
mr, 0,29 MMoub, BBIX0A 74%) B BHJE OSIIOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 MTI't, IMCO-ds) (cMech IByX pOTAaMOHHBIX m30MepoB) & 8,81 (r, J=5,6 ') u 8,34 (,
J=6,2 T'm) (21, 1H), 8,22-8,13 (m, 1H), 7,70 (ym. c., 1H), 7,59-7,04 (m, 7H), 5,63-5,40 (m, 2H), 4,56-3,70 (M,
5H), 1,62-0,58 (m, 10H);

F SIMP (282 MI', IMCO-dg) & -121,19, -121,73;

MC (ES+): 488,5 (M+1); MC (ES-): 486,5 (M-1).

Cxema 182
CHs
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GH
[Monyuenne 2-(3-ametnin-5-(mupuMuInH-5-namMuHo )- | H-urmazon- 1 -mm)-N-(2-((3-xmop-2-

(hropOeH3MIT)aMHUHO )-2-0KCOATHI )-N-(TpaHC-3 -THIPOKCUIMKIO0y THI )arieTamuaa (182a).

Peakmmst 2-(3-ametni-5-(mupuMUInH-5-niaMuHO )- | H-uHnazon-1-mn)ykcycHoit kucnotsl (179b) (70 wr,
0,23 mMoib) ¢ N-(3-x70p-2-hTopobensmn)-2-(((TpaHnc)-3-ruapOKCHIMKIO0YTHIT)aMrHO )arieTamuaoM (110a) (64
mr, 0,23 MMOJIb) IO METOJIMKE, IPUBEIACHHON JUIS CTaIUH 3 CXEMBI 2, Jaja 1mociic 00pabOTKU peakIIMOHHON cMe-
CH M OYHCTKH C ITOMOIIBIO (PIIAII-KOJIOHOYHOM XpoMaTorpaduu [crmmkarens (12 r), amoupys DMA-80 8 IXM
0-50%]  2-(3-auermn-5-(mUpUMUIMH-5-MIaMuHO)- 1 H-unnazon-1-m)-N-(2-((3-xm0p-2-propObeH3uT)aMHuHo)-2-
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okcoaTI)-N-(Tpanc-3-runpokcurukiooyrn)aneramun (182a) (65 mr, 0,11 mmons, Beixon 50%) B Buge 6e1oro
TBEPJIOTO BEIIECTBA C METAJUTUICCKAM OTTCHKOM;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX pOTanMOHHBIX m30MepoB) O 8,87 u 8,43 (21, J=5,7 I'u, 1H),
8,728 u 8,72 (2¢c, 1H), 8,657 u 8,65 (2¢, 1H), 8,55 (c, 2H), 7,90 u 7,89 (2¢, 1H), 7,67-7,03 (m, SH), 5,61 u 5,48
(2¢, 2H), 5,10 u 5,02 (21, J=4,0 T'n, 1H), 4,96 u 4,86 (21, J=8,2 T'u, 1H), 4,47 n 4,34 (21, J=5,6 ', 2H), 4,27 u
4,02 (2¢, 2H), 4,24-4,09 (M, 1H), 2,587 u 2,58 (2¢, 3H), 2,46-2,33 (M, 1H), 2,29-2,12 (M, 2H), 2,02-1,88 (M, 1H);

PF SIMP (282 MI't;, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,22, -121,59;

MC (ES+): 580,6 (M+1), 602,5 (M+Na); MC (ES-): 614,5 (M+Cl).

OH

Cxema 183
lo!
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N
o Q
O.__NH \\{ N N
j/ 155¢ OH N /TI N
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TMDA
GH

[Monyuenne 2-(3-anerun-1H-unmazon-1-mm)-N-(2-((3-xmop-2-hTopOeH3nn )aMrHO )-2-0KcOodTHI )-N-(TpaHc-
3-ruapokcunKiIo0yTrn)aneramuaa (183a).

Peaxmms 2-(3-anerun-1H-unmazon-1-mr)ykcycunoit kucnoroit (155¢) (70 mr, 0,32 mmons) ¢ N-(3-xmop-2-
(ropbensnn)-2-(((Tpanc)-3-ruAPOKCUITIKIO0Y TH )aMuHO )arieTaMu oM (110a) (92 mr, 0,32 MMOJIB) IO METO/IH-
Ke, IPUBEICHHOW I CTaJANH 3 CXeMBI 2, Jana mocjie 00pad0TKH PEaKIMOHHON cMeCH M OYUCTKH C TTOMOIIBIO
(idII-K0MOHOYHOHM XpoMaTorpaduu [cuimikarens (12 1), amoupys DMA-80 B IXM 0-40%] 2-(3-anernn-1H-
nH1a301- 1 -11)-N-(2-((3-x510p-2- TOpOEH3MIT)aMIHO )-2-0KCOITHIT ) -N-(TpaHC-3-THAPOKCUIIMKIOO Y THIT )alle TAM U T
(183a) (70 mr, 0,14 Mmmonb, BeIxoa 45%) B BHIE OSIIOTO TBEPIOTO BEIIECTBA C METATUTHICCKAM OTTCHKOM;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX pOTALHOHHBIX H30MepoB) & 8,87 u 8,42 (21, J=5,9 ', 1H),
8,20 m 8,17 2z, J=1,0 I'y, 1H), 7,72-6,99 (M, 6H), 5,63 u 5,50 (2¢, 2H), 5,10 u 5,01 (21, J=4,4 I'u, 1H), 4,98-
4,80 (M, 1H), 4,47 n 4,33 (21, J=5,8 T, 2H), 4,28 u 4,01 (2¢, 2H) 4,24-4,09 (M, 1H), 2,61 (c, 3H), 2,46-2,34 (M,
1H), 2,29-2,13 (m, 2H), 2,00-1,88 (m, 1H);

PF SIMP (282 MI'n;, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,23, -121,63;

MC (ES+): 487,5 M+1): MC (ES-): 521,4 (M+Cl).

Cxema 184
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35b 1842 o  184b
IMomyuenue 1-(2-((2-((3-x50p-2-¢TOPOEH3NIT)aMHUHO )-2-0KCOITHI ) (3-MeTHIOy TaH-2-1JT)aMHHO ) -2 -

okcoaTn)- 1 H-urnazon-3-kapookcamuna (184b).

Cranus 1: noxyaenue N-(3-xnop-2-¢pTopoensmn)-2-((3-meTmnOyTan-2-nir)amuHo )aneramua (184a).

Peakums 2-x10p-N-(3-x50p-2-propbensmn)aneramuna (35b) (316 mr, 1,34 mmons) ¢ 3-meTnnOyran-2-
amuHOM (350 wmr, 4,02 MMOITB) TTO METOJUKE, MPUBEACHHOMN UIA cTamuu 2 cXembl 35, mana mocie oOpaboTku
PEaKIMOHHON CMECH W OYHCTKH KOJIOHOYHOW (Qummi-xpomartorpadueit [cumukarens (12 1), amoupys
EtOAc/MeOH (9:1) B Texkcane or 0 gmo 60%] N-(3-xmop-2-propbensmn)-2-((3-meTmidoyTan-2-
mim)amuHo )aretamuz (184a) (145 mr, 0,51 Mmmois, 38%) B Buie O€CIIBETHOTO Macia;

'H AIMP (300 M, IMCO-dg) & 8,32 (, J=6,1 T'n, 1H), 7,46 (ann, J=7,9, 7,2, 1,8 T'n, 1H), 7,32-7,23 (m,
1H), 7,22-7,12 (m, 1H), 4,48-4,29 (M, 2H), 3,22-3,05 (M, 2H), 2,40-2,24 (M, 1H), 1,99 (c, 1H), 1,68-1,53 (M, 1H),
0,86-0,77 (m, 9H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 287,4 (M+1); MC (ES-): 285,3 (M-1).

Cranus 2: nosydenue 1-(2-((2-((3-xmop-2-pTopOeH3mI1)aMUHO)-2-0KCOITIIT)(3-MeTHIOy TaH-2 -1 )aMHHO )-
2-okcoatn)-1H-unnazon-3-kapookcamuna (184b).

Peakmms  N-(3-xmop-2-dropoensmn)-2-((3-metunOyran-2-mwn)amuno)aneramuaa (184a) (145 wr, 0,51
MMoIb) ¢ 2-(3-xap6amoni-1H-nnnazon-1-um)ykcycHoit kucnoroit (2e) (122 mr, 0,56 MMoIIb) 1O METOAMKE,
NPUBEJICHHON JUIA CTQAWU 3 CXeMBI 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM
¢dmm-xpomatorpaduei [cunukarens (12 r), smoupys DMASO B IXM ot 0 mo 60%)] 1-(2-((2-((3-xmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOITHI ) (3-METHIO Y TaH-2-HIT)aMUHO )-2-0Kc03ThN )- | H-mHma301-3-kapOokcamu
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(184b) (113 mr, 0,23 mmob, BEIX0T 46%) B BHIIE OEIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MTI't, IMCO-ds) (cMech IBYX pOTAalMOHHBIX m30oMepoB) & 8,81 (r, J=5,7 ') u 8,34 (,
J=6,0 T'm) (21, 1H), 8,23-8,13 (M, 1H), 7,77-7,66 (M, 1H), 7,58-7,15 (M, 7TH), 5,72-5,36 (M, 2H), 4,54-3,63 (M,
5H), 1,82-1,55 (m, 1H), 1,26 (1, J=6,4 T'n) u 1,01-0,93 (m) u 0,84 (1, J=6,5 T'r) u 0,74 (1, J=6,5 T'r (9H);

PF SIMP (282 MTI', IMCO-de) & -121,20, -121,80;

MC (ES+) 488,5 (M+1); MC (ES-) 486,5 (M-1).

Cxema 185
o)
. Q s

al Ee HN
y F. ;1\ N/A\H,N\v/ﬂ\
N _ NH 0Z>NH F By

C'/\[g K,COs HATU, DIEA

35b 185a 185b

[Tonyuenne (S)—l-(2—((2-((3—xnop—2—d)Top6eH3Hn)aMHHo)—2—OKcoaTHn)(TeTpamﬂpod)ypaH-3-Hn)aMHHo)-2—
okcoaTn)- 1 H-uanazon-3-kapookcamuna (185b).

Cramust  1: momyuyenue  (S)-N-(3-xmop-2-dropbensmin)-2-((TeTparunpodypas-3-mi)aMUHO )alleTaMHua
(185a).

Peakmus  2-xmop-N-(3-xop-2-dpropoensmn)aneramuaa  (35b) (325 wr, 1,38 wmmome) ¢ (S)-
terparuapodypan-3-amuaom (300 mr, 3,44 MMOIB) IO METO/IMKE, TIPUBEICHHOMN A cTaguu 2 cXeMsl 35, nana
mocyie 00pabOTKU pEeaKIMMOHHOW CMECH M OYHMCTKH KOJOHOYHOH Qumi-xpomaTtorpadueit [cummkarensb (12 T),
amonpys EtOAc/MeOH (9:1) B rexcane ot 0 1o 60%] (S)-N-(3-xmop-2-pTopOdens3mn)-2-((Terparunpodypan-3-
nim)amuHo )areramuz (185a) (112 mr, 0,39 mmois, 28%) B Buie OECIIBETHOTO Macia;

MC (ES+): 287,4 (M+1), 309,3 (M+Na); MC (ES-): 285,3.

Cramuss  2: momydenue (S)-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI )(TeTparuapodypan-3-
WJT)aMUHO )-2-0kcod3Tun)- 1| H-uanazon-3-kapookcamuma (185b).

Peaxmms (S)-N-(3-xmop-2-dropodensmn)-2-((retparuapodypan-3-min)amuHo)aneramuaa (185a) (112 wr,
0,39 mmonb) ¢ 2-(3-kapOamounn-1H-urmaszon-1-mn)ykcycHoit kuciortoit (2¢) (94 mr, 0,43 MMOJB) MO METOJMKE,
NPUBEJICHHON JUIA CTaAMU 3 CXeMBl 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOH
¢dm-xpomatorpadueit [cunmmkarens (12 1), amoupyst DMASO B IXM ot 0 1o 60%] (S)-1-(2-((2-((3-xn0p-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI )(TeTparuapodypaH-3-uin)aMuHo )-2-okcoaTun)- | H-nanaszon-3-kapookcamus
(185b) (103 mr, 0,21 mmob, BEIX0 54%) B BHIE OEIOTO TBEPIOTO BEIIECCTRA;

'H SIMP (300 MI't, IMCO-dg) (cMech ABYX pOTAalHOHHEIX H30MepoB) & 8,89 (T, J=5,8 I'ii u 8,49 (1, J=5,9
I'm) (21, 1H), 8,22-8,13 (m, 1H), 7,74-7,64 (M, 1H), 7,63-7,00 (M, 7H), 5,81-5,29 (M, 2H), 4,97-4,74 (M, 1H), 4,47
(m, J=5,6 Tm) m 4,31 (m, J=5.9 T'm) (21, 2H), 4,25 (c) 1 4,00-3,43 (m) (c u M, 6H), 2,42-1,54 (M, 2H);

PF SIMP (282 MI', IMCO-dg) & -121,27, -121,73;

MC (ES+): 488,5 (M+1); MC (ES-): 486,5 (M-1).

Cxema 186
O
o) Y N N

cl D HN Y

F / J\ N
3 N N
HJ\ij _NH oPNH F ﬁ/ﬁg i

C'/I KoCOs HATU, DIEA
CI

35b 186a 186b

Monyuenne (R)-1-(2-((2-((3-x710p-2-GTOPOCH3MIT)aMHUHO)-2-0KCOITHI )(TETparuapoPypan-3-mi)aMiHo )-2-
okcoatnn)- 1 H-uanazon-3-kapooxcamuna (186b).

Cramuss  1: momyuenue (R)-N-(3-xmop-2-dpropbensun)-2-((TeTparuapodypaH-3-wmi)aMUuHO )alieTaMuIa
(186a).

Peakmmst  2-x70p-N-(3-xnop-2-¢pTopoensum)aneramuna  (35b) (339 wmr, 1,44 wmmons) ¢ (R)-
terparuapodypan-3-amuHoM (250 mr, 2,87 MMOINB) IO METO/MKE, PUBEICHHOMN A cTaauu 2 cXeMbl 35, nana
nocie o0pabOTKU PEaKIMOHHOW CMECH M OYUCTKH KOJIOHOYHOW (ari-xpomatorpaducii [cumukarens (12 1),
amoupys EtOAc/MeOH (9:1) B rekcane ot 0 no 60%] (R)-N-(3-xmop-2-propdbensmn)-2-((terparuapodypan-3-
wi)amuHo )aneramuz (186a) (109 mr, 0,38 Mmoib, 27%) B Buie OSCIIBETHOTO MAaCIa;

MC (ES+): 287,4 (M+1), 309,3 (M+Na); MC (ES-): 285,3.

Cramuss 2: momydenue (R)-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )(TeTparuapodypan-3-
WJT)aMUHO )-2-0kcodTud)- 1 H-urnazon-3-kapookcamuma (186b).

Peakmmst (R)-N-(3-xmop-2-pTopbensmn)-2-((tetparuapodypan-3-mr)amuHo)anetamuaa (186a) (109 wr,
0,38 MMoup) ¢ 2-(3-kapbamoni- 1 H-unmazon-1-mr)ykcycHoit kucnoroit (2¢) (92 mr, 0,42 MMOJIb) 1O METOJIUKE,
MIPUBEJICHHON IS cTaguu 3 cXeMmbl 2, Jana Tmociie 00pabOTKH peaKkIMOHHOW CMECH W OYHCTKH KOJIOHOYHOH
¢dmam-xpomarorpadueit [cumukarens (12 1), amoupyst DMASO B IXM ot 0 mo 60%] (R)-1-(2-((2-((3-xm10p-2-
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(TOpOCH3MIT)aMIUHO )-2-0KCOITHI )(TeTparuapodypaH-3-muin)aMuHo )-2-okcoaTrin)- 1 H-nanazon-3-kapookcamus
(186b) (23 wmr, 0,047 mmob, BeIxo 12%) B BHIe 0€IOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI'u, IMCO-dg) & 8,95-8,43 (M, 1H), 8,23-8,13 (m, 1H), 7,74-7,64 (M, 1H), 7,63-6,95 (M,
7H), 5,76-5,54 (m) u 5,40 (c) (2H), 5,00-4,73 (m, 1H), 4,47 (7, J=5,5 T'n) u 4,32 (1, J=5,9 T'n) (2n, 2H), 4,25 (c)
u 4,02-3,51 (m) (6H), 2,16-1,61 (M, 2H);

PF SIMP (282 MI', IMCO-de) & -121,28, -121,74;

MC (ES+): 488,5 (M+1); MC (ES-): 486,5 (M-1).

P(tBu)2

Cxema 187
iPr iPr
0 O
/

CHy
Br 4 T@K HN
N o NH2

156¢ O ;
\é sz(dba) 87a o 187b
K2003

H 9]
19¢ N\)‘I\
HATL, DIPEA "N/E/ /D
MDA e

[Monyuenne 2-(3-ametnin-5-(mupunuH-3-unaMuHo)- | H-uanazon-1-um)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0Kkcod3THI )-N-u3onponwmianeramuaa (187c).

Cramust  1: momydeHue Tper-OyTmi-2-(3-auermn-5S-(mupuaun-3-mwiamuno)- 1 H-nnnazon-1-mm)anerara
(187a).

Peaxums Tper-OyTnn-2-(3-anerun-5-6pom-1H-unnazon-1-mm)anerara (156d) (935 mr, 2,65 MMoib) ¢ nu-
punus-3-amuaom (0,498 1, 5,29 mMmone), ucnonn3ys kapOonar xamus (732 wr, 5,29 MMoib), IU-TpeT-
oyrni(2',4',6'-rpunzonponuinoudenun-2-nn)pocoun (135 mr, 0,32 mmois), Pdy(dba); (145 mr, 0,16 Mmmois) 1o
METOJIMKE, PUBEACHHOM 11 ctaguu 1 cxemsl 97, nana rnocie oOpabOTKM PeakIMOHHOW CMECH U OYUCTKH KO-
JIOHOYHOH (mam-xpomarorpadueit [cunukarensd (40 r), amoupys DMASO B JIXM ot 0 mo 50] Tper-OyTwin-2-(3-
aneTwi-S-(mupunnH-3-unamMuHo)- | H-uanazon-1-um)anerar (187a) (722 wmr, 1,97 mmons, Beixox 74%) B BuzIe
JKEIITOTO TBEPJIOTO BELIECTBA;

'H AMP (300 MI'u, JIMCO-ds) & 8,54 (c, 1H), 8,37 (1, J=2,8 T'u, 1H), 8,05 (1, J=4,6, 1,4 T, 1H), 7,88
(z, J=2,1 'y, 1H), 7,68 (&, J=9,0 T'u, 1H), 7,56-7,41 (m, 1H), 7,38-7,22 (M, 2H), 5,41 (c, 2H), 2,59 (c, 3H), 1,44
(c, 9H);

MC (ES+): 367,5 (M+1), 389,5 (M+Na); MC (ES-): 365,4 (M-1).

Cramust  2: mnomydyenne 2-(3-auetwi-5S-(mupuauH-3-nnamuHo)-1H-uHna300-1-11)yKCyCHOH  KHCIIOTHI
(187b).

Peaxums Tper-OyTmin-2-(3-anetnn-5S-(mupuany-3-mwiamuHo)- 1 H-uanaszon-1-un)anerar (187a) (115 mr, 0,31
mmonb) ¢ TOK (0,73 mi, 9,42 MMOIIB) IO METOMKE, IPUBEJCHHON JUIs CTaAWH 2 CXEMBI 2, najia mocie obpa-
0OTKM peakUMOHHOM cMecH W pactupanus c¢ rexcaHoM (10 mi) 2-(3-anermn-5-(mupunus-3-unamuHo)-1H-
MHa30I1- 1 -mn)ykeycHyro kucnoty (187b) (129 mr, 0,3 Mmons, Bexoq 97%) B BUAE JKENTOTO TBEPJOTO BELIECTBA
B hopme agmykra TOK;

'H SIMP (300 MI't, IMCO-d¢) & 13,44 (yur. c., 1H, oomenuBarommutics ¢ D,0), 9,34 (¢, 1H, oOMeHuBaro-
muiica ¢ D,0), 8,41 (c, 1H), 8,24 (x, J=5,3 I', 1H), 8,05-7,92 (m, 2H), 7,85 (#, J=9, 0 I', 1H), 7,78 (an, J=8,7,
5,2Tn, 1H), 7,44 (an, J=9.0, 2,1 I'n, 1H), 5,47 (¢, 2H), 2,61 (c, 3H);

MC (ES+): 311,4 (M+1); MC (ES-): 619,5 2M-1).

Cramuss  3: momydenwe  2-(3-ametwin-5-(mupunuH-3-uiaamuHO)- 1 H-urnazomn-1-wmm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO)-2-0Kkcod3TH )-N-nu3onponmianeramuaa (187c).

Peakmms 2-(3-auernn-5-(nmupuaus-3-unamuno)- 1 H-nanazon-1-mn)ykcycnoit kucnorer (187b) (234 wr,
0,754 mmons) ¢ N-(3-xmop-2-propoensmn)-2-(u3onponrmiamMuHo )aneramuaom (19¢) (234 mr, 0,91 Mmoins) 1o
METOJIMKE, MPUBEACHHON U CTaMH 3 CXEeMBI 2, ana rnocie oOpadoTKH peakIMOHHON CMECH M OYHMCTKH C TI0-
MOIIBIO (MIDII-KOJIOHOYHOH Xpomartorpaduu [cummkarens (12 1), samoupys DMA-80 B IXM 0-100%] 2-(3-
anetmiI-5-(mupuauH-3-miamuno)- 1 H-nanazoon-1-mm)-N-(2-((3-xmop-2-hropOeH3nm)aMuHO )-2-0KCOITHIT )-N-
n3onpommwianeramus (187¢) (38 mr, 0,069 Mmmoib, BBIXoa 9%) B BUJIE )KEIATOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI', IMCO-dg) & 8,84 (t, J=5,8 T'm) u 8,42-8,29 (m) (T u M, 2H), 8,52 (c, 1H), 8,10-8,00
(M, 1H), 7,88 (z, J=2,0 T'm, 1H), 7,63-6,99 (M, 6H), 5,66 u 5,49 (2¢c, 2H), 4,66-4,52 1 4,30-4,22 (2m, 1H), 4,47 (x,
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J=5,6 T) u 4,33 (1, 1=5,9 T) (21, 2H), 4,18 u 3,86 (2¢, 2H), 2,58 (¢, 3H), 1,25 (1, J=6,5 T'w) u 1,01 (1, J=6,8
I'm) (2z, 6H);
PF SIMP (282 MI'n, IMCO-de) & -121,21, -121,72;
MC (ES+): 573,5, 575,5 (M+Na); MC (ES-): 549,4 (M-1).
Cxema 188
N7~ N
| HATU, DIFEA N

N @A 6 N
N a e
NP \(N\)LN N7 Br =N 0
H HyC 188a
1870 OH 28p 0
[Monyuenne 2-(3-ametnin-5-(mupunu-3-uiaamMuHo )- | H-unnazon-1-wmn)-N-(2-((6-6pommupuainH-2-

WIJT)aMUHO )-2-0kco3Tui )-N-u3onponwianeramuaa (188a).

Peaktmst  2-(3-aneTwn-5-(mupuauH-3-mwiaMuHo)- 1 H-uanazon-1-nn)ykcycHonr kuciotel (187b) (210 wr,
0,68 mMMomp) ¢ N-(6-OpommupuanH-2-1i)-2-(U30nponmiaMuHo )anetamuaom (28b) (221 mr, 0,81 mMmons) 1o
METOJIMKE, MPUBEACHHON U CTaMH 3 CXEeMBI 2, ana rnocie o0padoTKH peakIMOHHON CMECH M OYHCTKH C TI0-
MOIIBIO (MIDII-KOJIOHOYHOH Xpomartorpaduu [cummkarens (24 1), smoupys DMA-80 B IXM 0-100%] 2-(3-
aneTwiI-S-(mupuauH-3-niamuHo)- 1 H-nanazon- 1 -mm)-N-(2-((6-6poMmmpuanH-2-1it)aMiuHO ) -2 -0KCOITHIT )-N-
n3onpommwianeramuy (188a) (139 mr, 0,25 mmonb, Bexon 36%) B BUAE CBETIIO-3€JICHOTO TBEPJOrO BEHICCTBA
CMECH JBYX POTAIlHOHHBIX H30MEPOB;

'H SIMP (300 MI1, JIMCO-dg) 6 11,21 u 10,82 (2¢, 1H, odmenuBaromuiics ¢ D,0), 8,53 u 8,51 (2¢, 1H),
8,36 (1, J=3,3 I'y, 1H), 8,23-7,97 (M, 2H), 7,88 (n, J=2,0 I'n) u 7,86 (&, J=2,1 I'n) (21, 1H), 7,81 (T, J=8,0 I'm) m
7,70 (1, J=8,0 T'n) (21, 1H), 7,61 (1, J=3,4 I'n) u 7,58 (x, J=3,4 I'n) 2z, 1H), 7,50-7,21 (M, 4H), 5,70 u 5,51 (2c,
2H), 4,71-4,57 u 4,38-4,26 (2m, 1H), 4,43 u 4,05 (2¢, 2H), 2,59 u 2,58 (2¢, 3H), 1,26 (n, J=6,4 I'n) u 1,05 (m,
J=6,8 I'n1) (21, 6H);

MC (ES+): 564,5 u 566,5 (M+1), 586,5 u 588,5 (M+Na); MC (ES-): 562,4 u 564,4 (M-1).

Cxema 189
NH
HO,C U ©/\NH2 g\o U
/N/\g/ H /N/\g/ H/\/Q
e F HATU, DIEA He F
% 129 c 70 taea °
[Monyuenne 3-aneTmin-N-6en3mi- 1 -(2-((2-((3-xmop-2-propOeH3mn)aMuHo )-2-
OKCOATHII ) (M30TIPOITIIT)aMHHO )-2-0kc0o3Twn) - | H-rHn01-5-kap6okcamuna (189a).
Peaxius 3-anerui-1-(2-((2-((3-xsop-2-pTOpOCH3NIT)aMUHO )-2-0KCOITHII ) (N30 POITHIT ) aAMHHO ) -2 -

okcoaTn)- 1 H-urmon-5-kap6onoBoit kucnots (129¢) (50 mr, 0,1 mmons) ¢ permmmeranamutom (0,016 mo, 0,15
MMOJIb) IT0 METOJIMKE, IPUBECHHON I CTaIUU 3 CXEMBI 2, ajia TMociie 00padOTKH pEaKIIMOHHOW CMECH U OUH-
CTKH C TIOMOIIBIO (DI3MI-KOIOHOYHOH XpoMaTorpadun [crmmukarens (4 1), amoupys CHCl;/MeOH (ot 1:0 mo
19:1)] 3-anetmin-N-6en3ui-1-(2-((2-((3-xmop-2-PTopOeH3 I )aMIUHO ) -2 -OKCOITHIT ) (M30TPOITHIT )aMUHO ) -2 -
okcoaTn)- | H-uamon-5-kap6okcamun (189a) (47 mr, 80%) B BHZIE CBETIIO-KOPUIHEBOTO TBEPIOTO BEIICCTBA;

'H SIMP (300 MI't, IMCO-de) & 9,09-8,79 (M, 1H), 8,77-8,73 (M, 1H), 8,35 u 8,31 (2¢, 1H), 7,82-6,93 (m,
11H), 5,40 u 5,21 (2¢c, 2H), 4,62-4,21 (m, 5H), 4,19 u 3,85 (2¢, 2H), 2,46 u 2,45 (2¢, 3H), 1,26 (&, J=6,5 Tm)
1,00 (z, J=6,8 I'u (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,80;

MC (ES-): 589,9 u 591,6 (M-1), 625,5 u 627,6 (M+Cl).

Cxema 190
HO,C Y

S v I 0 R,
Y0 T

H ros HATU, DIEA ©
5 cl HoC &
190a
IMomyuenue 3-anerui-1-(2-((2-((3-xsop-2-pTOpOCH3NIT)aMUHO )-2-0KCOITHII ) (30 POITHIT ) aMHHO ) -2 -
okcoaTHN )-N-(1uknonponmiMetin)- | H-uanomn-5-kapookcamuna (190a).
Peaxius 3-anerui-1-(2-((2-((3-xyop-2-pTOpOCH3NIT)aMUHO )-2-0KCOITHII ) (M30IPOITHIT ) aAMHHO ) -2 -

okcoaTn)- 1 H-urmon-5-kap6onoBoii kuciotsl (129¢) (50 mr, 0,1 Mmorb) ¢ muknonponmwiMeranaMuaoM (0,013
mi, 0,149 MMOB) IO METOJVIKE, MMPUBEICHHOMN IS CTaIuK 3 CXEMBI 2, Jalia mocjiae oOpabOoTKU peaKIMOHHON
CMECH M OYHCTKH C TIOMOIIBIO (PIIDII-KOJIOHOYHOH XpoMaTtorpaduu [cwimkareib (4 1), amonpys CHCl;/MeOH
(or 1:0 mo 19:1)] 3-amerwmn-1-(2-((2-((3-x0p-2-PTOPOESH3MIT)aMUHO)-2-0KCOITHIT)(U30TPOITHIT)aMHUHO)-2 -
okcoaTHN)-N-(ruKnonpommiMeTtin)- | H-nagon-5-kapbokcamun (190a) (39 mr, 71%) B Buae Gemoro TBEpHOTO
BEIIIECTBA C METAJUIMIECKAM OTTCHKOM;
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'H SIMP (300 MI', IMCO-ds) (cMech IBYX pOTALMOHHBIX H30MepoB) & 8,89-8,48 (v, 2H), 8,34 u 8,30
(2¢c, 1H), 7,79-6,91 (m, 6H), 5,39 u 5,20 (2¢c, 2H), 4,65-4,51 u 4,29-4,20 (2m, 1H), 4,48 (1, J=5,5 ') u 4,33 (x,
J=5,8 Tm) (20, 2H), 4,19 u 3,85 (2¢, 2H), 3,16 (1, J=06,1 I'u, 2H), 2,46 u 2,45 (2¢, 3H), 1,26 (u, J=6,5 I'm) u 1,00
(m, J=6,8 T'm) (21, 6H), 1,12-1,01 (M, 1H), 0,48-0,38 (M, 2H), 0,29-0,19 (M, 2H);

PF SIMP (282 MI', IMCO-de) & -121,19, -121,79;

MC (ES+): 555,6 (M+1) 1 577,6 (M+Na), MC (ES-): 589,6 u 591,5 (M+Cl).

Cxema 191
HO
Ty O d
N
° wﬁr”J ° ,wﬁr Jk
=N © HATU, DIEA
HzN Y cl 191A Cl

144a

MMomyuenne  1-(2-((2-((3-xmop-2-hTOpOESH3NIT)aMHUHO )-2-0KCOITHIT ) (M30TIPOTIHI JAMHHO )-2-0KCOATHIT)-N5-
(mupunuH-2-wimernn)- 1 H-urnazon-3,5-mukapookcamunaa (191a).

Peaxius 3-kap6amont-1-(2-((2-((3-x0p-2-PpTOpOEH3UIT)aMUHO ) -2 -OKCOITHI ) (M30TIPOIIHIT )aMHHO ) -2~
okcoatin)- 1 H-nnnazon-5-kapbonosoii kucnorsl (144a) (50 mr, 0,1 MMoip) ¢ mupuaAnH-2-WIMETaHAMHUHOM
(0,015 mm, 0,15 MMOIIB) IO METOUKE, TIPUBSACHHON JUIS CTAAUU 3 CXEMBI 2, aya mociic 00padOTKU PeaKIIHOH-
HOHM CMECH M OYHCTKH KOJIOHOYHOH (hmdmi-xpomarorpadueil [cunukarens (4 1), smoupyst MeOH B IXM (ot 1:0
o 9:1)] 1-(2-((2-((3-x110p-2-dpTopOeH3MIT)aMHHO )-2-0KCOATHIT)(MU30TIPOIIHIT)aMHHO )-2-0KCO3THI ) -N 5-(MUpu IrH-
2-unvermn)- 1 H-uamazon-3,5-qukap6okcamun (191a) (27 mr, 46%) B Bume 6e70r0 TBEpAOTO BEIIECTBRA;

'H aMP (300 MI'u, IMCO-d¢) (cMech OBYX pOTAMOHHBIX m30MepoB) & 9,28 (t, J=5,8 I'n, 1H), 8,84 (t,
J=5,7T) u 8,37 (1, J=5,9 I'n) (21, 1H), 8,81-8,78 (M, 1H), §,55-8,50 (m, 1H), 8,01-7,90 (M, 1H), 7,86-7,73 (M,
2H), 7,69 (1, J=8,9 I'm) n 7,62 (n, J=8,8 I'm) (2x, 1H), 7,55-6,94 (M, 6H), 5,64 u 5,50 (2¢c, 2H), 4,60 (1, J=5,8 I'Ly,
2H), 4,58-4,49 1 4,29-4,21 (2m, 1H), 4,46 (x, J=5,6 I'm) n 4,31 (n, J=5,8 T'm) (21, 2H), 4,19 u 3,84 (2c, 2H), 1,23
(1, J=6,3 T'm) 1 0,99 (1, J=6,8 I'm) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,73;

MC (ES+): 594,6 u 596,6 (M+1); 628,5 u 630,6 (M+Na).

Cxema 192

P,

o} H - —
F HATU, DIEA © E
165b c HyC 192a cl
o}
[Tonyuenne 2-(3-ametnn-5-(3,3-qudroprumnepuann- 1 -kapooumn)- 1 H-urmon- 1 -um)-N-(2-((3-x10p-2-
(hropOeH3MIT)aMHUHO )-2-0KCcOoITHI )-N-ITuKIonponmianeTamuaa (192a).
Peaxmmst 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITH ) ( IAKIIOTIPOTIHIT )aMHHO )-2 -

okcodTnn)- 1 H-uanon-5-kap6onosoii kuciotsl (165b) (50 mr, 0,1 MMonb) ¢ 3,3-audTopnunepuana THAPOXIIO-
punom (24 wr, 0,15 MMOJIB) IO METOAMKE, MPUBEICHHOMN IS CTaIHK 3 CXEMBI 2, nana mocie o0paboTKu peak-
IIMOHHOW CMECH M OYMCTKH KOJIOHOYHOH (udu-xpomatorpadueii [cunmkarens (4 1), amonpys MeOH B IXM
(or 1:0 mo 19:1)] 2-(3-auerun-5-(3,3-mudropnunepuans-1-kapoonun)-1H-namnomn-1-mm)-N-(2-((3-xnop-2-
¢ropOeH3mIT)aMruHO)-2-0kcoaTH)-N-1uknonponuianeramuy (192a) (39 mr, 65%) B Buae Oesoro TBepaoOro Be-
IIECTBA;

'H SIMP (300 MI'u, JIMCO-ds) 8 8,47 (1, J=5,8 T, 1H), 8,39 (c, 1H), 8,22 (m, J=1,6 T, 1H), 7,54 (n,
J=8,5 I'u, 1H), 7,45 (11, J=7,7, 1,7 I'n, 1H), 7,28-7,16 (M, 2H), 7,09 (1, J=7,9, 1,0 'y, 1H), 5,48 (c, 2H), 4,34
(m, J=5,7 I'y, 2H), 4,00 (c, 2H), 3,96-3,42 (M, 4H), 3,17-3,04 (M, 1H), 2,44 (c, 3H), 2,20-1,98 (m, 2H), 1,70 (ym.
c.,2H), 1,05-0,82 (M, 4H);

MC (ES+): 603,6 (M+1); MC (ES-): 601,6 (M-1), 637,6, 639,6 (M+Cl).

Cxema 193
Br Y o

\ N
N/YN\)LN KCOs Pd(PPh, " ( \ e
/ H N= N
=N O N N
F = OH _4 o H
O cl N_<\:>_ 193a F
(o]

156f OH HsC cl

HaC

IMomyuenue 2-(3-aueTni-5-(2-(auMeTHIIaMHHO )IUPUMUANH-5-11)- 1 H-uanazon-1-n1)-N-(2-((3-xm0p-2-
(hropOeH3MIT)aMHUHO)-2-0Kkco3THI )-N-u3onponmianeramuaa (193a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmazomn-1-um)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nzonponmraneramuaa (156f) (150 mr, 0,28 MMoIIb) ¢ 2-(IUMETHIAMUAHO )TUPUMUANH-S5-UI00POHOBOM KHUCIOTON
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(47 wmr, 0,28 MMoIB) O MeTOIUKE, pHUBeACHHON Ha cxeme 100, nama mocie 00pabOTKU PEaKIMOHHOW CMECH U
OYMCTKH KOJOHOYHOH (di-xpomatorpadueii [cunukarens (12 1), smounpyss CMAS0 B CHCI; ot 0 no 20%] 2-
(3-ameTmn-5-(2-(muMeTHIaMIHO ) TUpUMUIUH-5 -1 )- | H-unmazon- 1 -mm)-N-(2-((3-xmop-2-propOeH3nn)aMuHo )-2-
okcoaTn)-N-m3onpormnaneramun (193a) (50 mr, 0,093 Mmmons, Bexon 33%) B Buae 6€7I0T0 TBEPAOTO BELIeCTBa
CMECH JBYX POTAIIHOHHBIX H30MEPOB;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX pOTanMOHHBIX H30MepoB) O 8,84 u 8,36 (21, J=5,8 I'u, 1H),
8,71 (c, 2H), 8,31-8,26 (M, 1H), 7,82-6,92 (m, 5SH), 5,73 u 5,55 (2¢c, 2H), 4,64-4,51 1 4,30-4,22 (2m, 1H), 4,48 u
4,32 (21, J=5,6 T'n, 2H), 4,19 u 3,85 (2¢, 2H), 3,199 u 3,19 (2¢, 6H), 2,63 (c, 3H), 1,25 u 1,00 (21, J=6,7 I'my,
6H);

PF SIMP (282 MI'ri, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,20, -121,74;

MC (ES+): 580,6 (M+1), MC (ES-): 614,5 (M+CI).

Cxema 194
Br: Y o

N KoCO3  Pd(PPhg)
23 34
F N=_ OH
Ve

OH

156f N

[Monyuenne 2-(3-anetwn-5-(mupumuaua-5-un)- 1 H-uanazon-1-um)-N-(2-((3-x10p-2-GpTOpOSH3MIT)aMUHO ) -
2-okcoatun)-N-uzonponmianeramuaa (194a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmnazomn-1-um)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
n3onponmramneramuy (156f) (150 mr, 0,28 MMoib) ¢ MUpPUMHUINH-5-UI-00poHOBO# Kucimotel (0,035 T, 0,28
MMOJIb) TI0 METOJIMKe, IpuBeeHHON Ha cxeme 100, nana mocie 0OpabOTKH peakIMOHHOH CMECH M OYUCTKH KO-
JOHOYHOH (udmI-XxpoMmarorpadueit [crmmkarens (12 ), amounpys CMAS80 B CHCI; ot 0 no 20%] 2-(3-anernn-5-
(mmpumuaue-5-1i)- 1 H-nnnazon-1-mm)-N-(2-((3-xmop-2-dhropOeH3mn)aMuHO )-2-0Kc oI THIT )-N-
m3onpormaneramuy (194a) (98 mr, 0,18 MMonb, Bexoq 65%) B Buie Oeloro TBEpIOTo BEIIECTBA CMECH JIBYX
POTalMOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dg) (cMech ABYX pOTAaLHOHHEIX H30MepoB) & 9,228 u 9,22 (2¢, 1H), 9,187 u
9,18 (2c, 2H), 8,85 u 8,36 (21, J=5,6 T'u, 1H), 8,51-8,44 (m, 1H), 7,97-7,75 (m, 2H), 7,57-6,96 (M, 3H), 5,77 n
5,59 (2¢, 2H), 4,65-4,52 u 4,30-4,17 (2m, 1H), 4,48 n 4,32 (21, J=5,8 'y, 2H), 4,20 u 3,86 (2¢, 2H), 2,65 (c, 3H),
1,27 u 1,01 21, J=6,8 I', 6H);

PF SIMP (282 MI'ri, IMCO-dg) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,20, -121,74;

MC (ES+): 537,5 (M+1), 559,6 (M+Na); MC (ES-): 571,5 (M+Cl).

Cxema 195
N N
20 S b
N —_—
o KoCOs NH HATU, DIEA 1N
O a5 %OH 195a 195b
o}
[Monyuenne 1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) ((3-THAPOKCHOKCETaH-3 -

WJT)METHIT)aMUHO )-2-0kcodTrN )- | H-urnazon-3-kapbokcamuaa (195b).

Cranus 1: noydenne N-(3-xop-2-propoensun)-2-((2-(3-ruapoKcnoKceTaH-3-niI)3THI)aMUHO )alleTaMHIa
(195a).

Peaxums 2-xnmop-N-(3-xmop-2-dropbensuin)aneramuna (35b) (410 mr, 1,74 Mmoip) ¢ 3-(aMHHOMETHIT) OK-
ceTaH-3-0510M (269 mr, 2,61 MMOJB) IO METOTUKE, IPUBEICHHOM IS cTajuu 2 cXeMbl 35, nana mocie oopadoT-
KU peakunoHHo# cmecn N-(3-xmop-2-¢Topoensnn)-2-((3-ruapokcnokceTan-3-mi)MeTuiaMuHo )aneramus (195a)
(250 wmr, 0,83 mMmomB, 48%) B BuAe Macia, KOTOpOE MCIOIB30BATN Ha CIEXyIONIei cTaann 0e3 JOTOITHUTEIFHON
OYHCTKH;

MC (ES+) 303,4 (M+1); (ES-) 301,3 (M-1).

Cramus  2: momyderue 1-(2-((2-((3-xmop-2-pTopdbeH3mn)aMuHo)-2-0kcodThi)((3-THIpOKCHOKCceTaH-3 -
WJT)METHIT)aMUHO )-2-0kcodTrN )- | H-urnazon-3-kapbokcamuaa (195b).

Peaxmmst N-(3-xmmop-2-¢propoen3nn)-2-((2-(3-rumpokcrokceran-3-min)aTrin)amuHo )aretamuaa (195a) (250
mr, 0,83 mmous) ¢ 2-(3-xkap6amoni-1H-nnnazon-1-um)ykcycHoit kuciotoit (2¢) (181 mr, 0,83 MMoib) mo mMeTo-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBbl 2, Jaja mociie 00pab0oTKM peaKIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOHM uu-xpomarorpadueii [cunukarens (12 1), amoupys MeOH B IXM ot 0 no 50%] 1-(2-((2-((3-x0p-2-
(hropOeH3mIT)aMIHO )-2-0KcOATH ) ((3-THAPOKCUOKCETaH-3 -HJT)METHIT ) aMHHO )-2-0Kc0o3Th)- | H-uHa30:71-3-
kapOokcamuy (195b) (85 mr, 0,17 mmodb, Beixox 20%) B BuIe OSJIOT0 TBEPAOTO BEHIECTBA KAK CMECH POTAIIH-
OHHBIX H30MEPOB;
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'H samP (300 MTI'i, IMCO-dg) 6 8,81 (T, J=5,7 T'm) u 8,58 (T, J=5,8 I'm) (21, 1H, oOMeHMBaIOMIHIACS C
D,0), 8,21-8,16 (m, 1H), 7,74 u 7,71 (2¢, 1H), 7,59-7,02 (M, 7H), 6,52 u 6,05 (2¢, 1H, oOMeHHBarommiics ¢
D,0), 5,63 u 5,45 (2¢, 2H), 4,61-4,29 (M, 8H), 4,04 u 3,94 (2c, 2H);

F SIMP (282 MI', IMCO-de) & -121,39, -121,56;

MC (ES+): 526,5 (M+Na); MC (ES-): 502,4 (M-1).

Cxema 196
HO NH o
U ,\@/\NH2 (\g\o \'\()L
d NN N <N NN
B — = o
F HATU, DIEA HN F
HoN cl 2 S cl
[¢] 196a

144a

Momyuenne  1-(2-((2-((3-x10p-2-pTOpOEH3MIT)aMHHO)-2-0OKCOITHIT)(N30TIPOIIHIT)aMHHO)-2-0KCOITHIT )-N5-
(mupunun-3-wimernn)- 1 H-urnazon-3,5-mukapookcamunaa (196a).

Peaxmus 3-kap6amont-1-(2-((2-((3-xm0p-2-PpTOpOEH3MIT)aMUHO)-2-OKCOITHI )(M30TIPOIIHIT )aMHHO ) -2~
okcoatin)- 1 H-nnnazon-5-kapbonosoi kucnorsl (144a) (50 mr, 0,1 MMmoip) ¢ mupuanH-3-WIMETaHAMHUHOM
(0,015 mm, 0,15 MMOIIB) IO METOUKE, TIPUBSACHHON JUTS CTAAUU 3 CXEMBI 2, aya mociic 00padOTKU PeaKIIHOH-
HOW CMECH W OYHMCTKH KOJIOHOYHOU (iami-xpomatorpadueit [crwmmkarens (4 1), amoupys MeOH B IXM (ot 1:0
mo 9:1)] 1-(2-((2-((3-xmop-2-propOeH3nIT)aMHHO )-2-0KCOITHII ) (M3OTIPOITHIT ) aMHHO )-2-0KCOITHIT)-N 5 -(TTpH I H-
3-unmermn)- 1 H-uamazon-3,5-qukap6okcamun (196a) (32 mr, 54%) B Bume 6€70r0 TBEpAOTO BEIIECTBRA;

'H SIMP (300 MT';, IMCO-dg) (cMech ABYX POTALMOHHBIX m30MepoB) & 9,30-9,21 (m, 1H), 8,83 (1, J=5,7
I'm) u 8,36 (1, J=6,0 I'm) (21, 1H) 8,78-8,74 (M, 1H), 8,61-8,55 (M, 1H), 8,46 (at, J=4,8, 1,6 I'n, 1H), 7,98-6,94
(M, 9H), 5,63 u 5,49 (2¢c, 2H), 4,60-4,45 u 4,30-4,20 (2m, 1H), 4,53 (m, J=6, 0 I'y, 2H), 4,46 (&, J=5,6 I'm) u 4,31
(m, J=5,9 Tm) (21, 2H), 4,18 u 3,83 (2¢, 2H), 1,23 (7, J=6,3 I'm) u 0,99 (7, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,73;

MC (ES+): 594,6 (M+1); MC (ES-): 628,6 n 630,6 (M+Cl).

Cxema 197

F
®3
R F
HO
~ o é N ~ o
0 N HN N
/'Z‘/\[g \)I\” . o "2‘/\'(]), \)LH/IJ
F HATU, DIEA F
HzN S s cl H,N 5 197a cl

[Tonyuenne 1-(2-((2-((3-xm0p-2-PTOPOEH3MIT)aMHUHO ) -2-0KCOITHI ) (M30TIPOITHIT ) aMUHO )-2-0KCOITHI )-5-
(3,3-mudroprunepunuu- 1 -kapoonwmn)- 1 H-uagazon-3-kapookcamua (197a).

Peaxrmst 3-kap6amomni- 1-(2-((2-((3-xy0p-2-pTopOEeH3 T )aMIHO )-2-0KCOITHI ) (U30TIP OTIHIT )aMHHO )-2 -
okcodTmn)- 1 H-uana3on-5-kapoonoBoit kuciotsl (144a) (50 mr, 0,1 MMous) ¢ 3,3-mudToprnunepuant ruapoXiIo-
punoMm (24 mr, 0,15 MMOITB) TIO METOTUKE, MPUBEACHHON JIJIsI CTaIUU 3 CXEMBI 2, Jana mocie 00padoTKH peak-
IIMOHHON CMECH M OYHCTKH KOJIOHOYHOU (mamr-xpomatorpadueii [cumkarens (8 1), amoupys MeOH B JIXM
(ot 1:0 mo 19:1)] 1-(2-((2-((3-xy10p-2-TOPOEHIMIT)aMUHO)-2-0KCOITHIT ) (M30IPOITHII)aMUHO ) -2 -OKCOITHIT)-5-
(3,3-mudropnunepunun- 1 -kapoounn)- 1 H-unnaszon-3-xkapookcamun (197a) (43 mr, 71%) B Buze 6enoro TBepao-
IO BEIIECTBa;

'H SIMP (300 MI';, IMCO-dy) & 8,84 (t, J=5,8 ') u 8,37 (1, J=5,9 T') (21, 1H), 8,21 (yur. c., 1H), 7,82 n
7,80 (2c, 1H), 7,74-7,58 (M, 1H), 7,55-6,96 (M, SH), 5,64 u 5,50 (2¢c, 2H), 4,63-4,49 n 4,29-4,212 (m, 1H), 4,46
(m, J=5,6 Tm) m 4,31 (1, J=5,8 T'm) (21, 2H), 4,18 u 3,84 (2¢, 2H), 4,10-3,20 (M, 4H), 2,21-2,02 (M, 2H), 1,71 (ym1.
c.,2H), 1,24 (1, J=6,4 I'n) u 0,99 (1, J=6,8 I'r) (21, 6H);

MC (ES+): 607, 6 1 609,6 (M+1).

Cxema 198
o) F
HO H
)ﬁ N\)J\N €l Heo Y
Y ¥ H N\j\
’ o
N N
No OCH; 10 =N /\cr)r H/\/Q
HaN o HATU, DIPEA H,N F
o VBA o cl

1321

[Monxyuenne  metmn-3-kapbamon-1-(2-((2-((3-x10p-2-propOeH3ni)aMuHO)-2-0KCOITHII ) (LIUKJIOTIPOTIHI)-
aMUHO)-2-0kcodTrn)- 1 H-unna3on-5-kapookcmnara (198a).

Peakmmss TOK apmykra 2-(3-xapbamomi-5-(MerokcnkapOoHwi)-1H-nHma305-1-1m1)ykCycHOH KHCIIOTHI,
(132f) (4,38 1, 11,19 mmoms) ¢ N-(3-xmop-2-dpropbensun)-2-(n3onponmnamuno)aneramuaom (19¢) (3,22 r,
12,54 MMOJIb) TIO METOAMKE, TIPUBEICHHON JIJISl CTAJAMK 3 CXEMBI 2, ana mocjiae oOpaboTKH PeakIMOHHON CMecH
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Y OYHCTKH C TIOMOIIBIO (IIPII-KOJIOHOYHOM XpoMatorpadun [cumkarens (40 r), smonpyst DMASO B IXM ot 0
mo 30%] wmetmi-3-kapoamomi-1-(2-((2-((3-x10p-2-hTopOESH3MIT)aMUHO )-2-0KCOITIT )( TUKIOTPOITHI ) aMUHO )-2-
okcoaTn)- 1 H-manazon-5-xkap6okcmnar (198a) (4,23 r, 8,20 mmois, Berxox 73%) B Buae Oemoro TBEpIOTro Be-
IIeCTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,91-8,84 (M, 1H), 8,50 (t, J=5,8 I'n, 1H), 7,97 (mn, J=8.9, 1,6 ', 1H),
7,90 (c, 1H), 7,80-7,73 (m, 1H), 7,60-7,53 (M, 1H), 7,50-7,41 (m, 1H), 7,26-7,17 (m, 1H), 7,15-7,05 (m, 1H), 5,72
(c, 2H), 4,33 (m, J=5,7 I'u, 2H), 3,98 (c, 2H), 3,90 (c, 3H), 3,14-3,01 (M, 1H), 1,06-0,97 (M, 2H), 0,96-0,86 (M,
2H);

"F IMP (282 MI'u, IMCO-dg) & -121,56;

MC (ES+) 516,4 (M+1); (ES-) 514,3 (M-1).

Cxema 199

H,CO

Qg = * Qv hog

HoN ol 1983 199a

[Monyuenne 3-kapdamon-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHII ) aMHHO )-2-
okco3Tnn)- 1 H-nana3on-5-kapOooHoBoit kuciotsl (199a).

Peaxrmst MeTmiI-3-kapoamon- 1 -(2-((2-((3-xsop-2-pTopOeH3mIT ) aMHHO )-2 -OKCOITHII ) (ITUKIOTTPOTTHIT ) -
aMUHO)-2-0Kkc03ThN)- 1 H-nanazon-5-kapookcunara (198a) (4,17 r, 8,08 mmois) B TT'® (50 M) u Bogoi (50 mur),
WCIIOJNIB3YSl pacTBOp THapaTa ruapokcuaa autus (2,37 r, 56,6 Mmoinb) B Boje (20 Mi1) O METOAMKE, MPUBEACH-
HOHM a1t ctazuu 2 cxeMbl 29, nana nocie o0paboTKM peakMoHHON cMmecH 3-kapdamow-1-(2-((2-((3-xmop-2-
(hTOpOCH3MIT)aMIUHO )-2-0KCOITHI )(LIMKIOIPOIIHIT ) aMHHO )-2-0Kkco3TII)- | H-uHa3omn-5-kapooHoByto KHCIIOTY
(199a) (4,06 r, 8,09 mmous, Bexoq 100%) B BHIE OO0 TBEPIOTO BEUIECTBA, KOTOPOE MCHOIB30BAH HA Clie-
JYIOIICH CcTaquu 03 TOTIOHUTEIFHON OYHCTKY;

'H SIMP (300 MI'u, IMCO-ds) & 12,84 (c, 1H), 8,89-8,81 (m, 1H), 8,56 (1, J=5.9 I'u, 1H), 8,01-7,91 (M,
1H), 7,87 (¢, 1H), 7,79-7,70 (m, 1H), 7,53 (c, 1H), 7,50-7,41 (m, 1H), 7,28-7,19 (M, 1H), 7,14-7,05 (M, 1H), 5,72
(c, 2H), 4,33 (m, J=5,7 T'n, 2H), 3,99 (c, 2H), 3,12-2,99 (m, 1H), 1,11-0,98 (M, 2H), 0,98-0,84 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,58;

MC (ES+): 502,5 (M+1); (ES-): 501,5 (M-1).

Cxema 200

CHO NH,OH HE)

MMEA \\g N Tex
MeO,C
MeO5C POCI, MeO: C‘@f% CHaCOONa Meo?c\@jg tBu : \ -
N5
N N AcsO K2C0,

H H
200a 200b 200¢ 200d \“'(

CN  HATU, DIPEA

Me0,C TMGA  MeO,C HO,C Y 2
r\} Q /YNJ\ NaOH N/\IT,N\')LH/-Q
o |>—NH 0 = 0 .
200e L{ |
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[Honyuenue N-6en3mn-1-(2-((2-((3-x10p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITH ) (IUKJIOTPOTIHI ) aMUHO )-2-
0KC03THIN)-3-1InaHo- 1 H-unnon-5-kapbokcamuna (2001).

Cramus 1: momydaenne meTwi-3-popmu-1H-unanon-5-kapbokcunnara (200b).

K pactBopy Metmi-1H-unmon-5-kap6okcunata (200a) (4 T, 22,83 mmons) B JIMDA (36 mit) oxXIakaeHHO-
ro 1o 0°C mpubasunu dpocoprmxiopun (2,87 mi, 31,1 MMOIB) U TepeMeIIMBaIN MPU KOMH. TEMII. B TeUEeHHE 2
4. PeakimoHHyIo cMech moracwin Boaod (130 Mi1) KUIATHIIM B T€YeHHE 15 MUH, OXJIAIWIA O KOMH. TEMII. H
MOJIy4YeHHOE TBEPIOE BELIECTBO coOpaiy (HIbTPOBAHHUEM, IIPOMBIBAIN BOJIOW, CMECh T'€KCAHOB, CYIIWIN B Ba-
KyyMe C moiydeHneM MeTwi-3-popmmn-1H-unnon-5-kapbokcnnara (200b) (4,38 r, 94%) B BHIe CBeTIO-
KOPUYHEBOTO TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI'u, AIMCO-dg) & 12,45 (c, 1H), 9,98 (c, 1H), 8,77 (ux, J=1,7, 0,7 T'u, 1H), 8,45 (c, 1H),
7,88 (nn, J=8,6, 1,8 T'u, 1H), 7,61 (an, J=8,6, 0,7 I'u, 1H), 3,87 (c, 3H);

MC (ES+): 204,2 (M+1).
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Craaus 2: monmydeHue MeTwi-3-1iuano- 1 H-uagon-5-kapookcunara (200c)/

K pactBopy MeTmin-3-popmmn-1H-unnon-5-kapookcmnara (200b) (1,02 r, 5 MMOITB), THIPOKCUIIAMUH TH/I-
poxiopuna (556 mr, 8 MMoItb) U arierara Hatpus (451 mr, 5,5 MMoIIb) B yKCycHOU kuciote (7,5 Mi1) mpuOaBmim
ykeycHbiid anruapua (1,0 mot, 10,6 MMOIIB) ¥ HAarpeBaIM TIPU KUTISTYCHUH B TeUeHHe 6,5 4. PeakIMoHHYIO cMeCh
pa3z0aBWiIM JIITHOW BOJOM, TBEPABIH MPOIYKT OTIEIMIN (QHILTPOBAHHWEM, ITPOMBIBAIHM BOJOH, CYIIWIN B Ba-
KyyMe C MOJydeHHeM MeTwi-3-nnaHo-1H-mamnon-5-kap6okcmmarta (200c) (856 mr, 86%) B Buae KOPHIHEBOTO
TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 12,57 (¢, 1H), 8,42 (c, 1H), 8,25 (ux, J=1,7, 0,7 ', 1H), 7,89 (mx, J=8,6,
1,6 I'u, 1H), 7,66 (an, J=8,6, 0,7 I', 1H), 3,88 (¢, 3H);

MC (ES+): 223,3 (M+Na).

Cramust  3: mnomyyenne MeTmi-1-(2-(Tper-0yTokcn)-2-okcoaTui)-3-unano- 1 H-ungon-5-kapookcnnarta
(200d).

Peakmms  merun-3-nmano- 1 H-nanon-5-kapookcunara (200c) (800 mr, 4,0 mmonb) ¢ Tper-OyTmi-2-
opomanerarom (0,89 M, 5,99 MMoOIB) IO METOIMKE, IPUBEICHHOW s cTaauu 1 cxeMbl 56, mana mocie oOpa-
0OTKH peakIMOHHOW cMecH MeTHII- 1 -(2-(TpeT-0yToKcH)-2-0Kc0oaT)-3 -1inaHo- | H-unnon-5-kapookcunar (200d)
(1,29 1, 4 MMOITB), KOTOPBII UCTIOBL30BAM B TAKOM BHJIE Ha CIIEAYIONIEH CTau;

MC (ES"): 337,4 (M+Na).

Cramus 4: noydenne 2-(3-nnano-5-(Mmetokcukapoouwmn)- 1 H-uanomn-1-mm)ykcycnoit kuciots (200e).

Peaktmst metun-1-(2-(TpeT-0yToKcn)-2-0kcoaThin)-3-1mano- 1 H-uamon-5-kapookcunara (200d) u3 coenu-
HeHus, onucanHoro Beime (1,27 1), ¢ TOK (4,55 M, 59,1 MMoinb) o MeToAMKe, IPUBEACHHOHN IS CTAANH 2
cXeMbl 2, nama mociie 00paboOTKHM peakIMoHHON cMmecu 2-(3-mmaHo-5-(MeTokcukapOonun)-1H-uamomn-1-
W) yKCycHYI0 Kucinoty (200e), KOTOpyro UCTIONb30BAIN B TAKOM BHJE Ha CIIAYIOLIeH CTaany;

MC (ES+): 281,3 (M+Na).

Cramust  5: mnomyuenne metmi-1-(2-((2-((3-xop-2-dropOeH3ma)aMIHO )-2-0KCOITHII ) (LIUKJIOTIPOTIHI)-
aAMUHO )-2-0KCcO3THN)-3-1tnano- 1 H-unmoin-5-kapbokcunara (2001).

Peaknus 2-(3-tmmano-5-(Merokcukapoonun)-1 H-uamon-1-mn)ykcycHoit kuciotsl (200e) (Chipoi MPOAYKT,
yKa3aHHbIN BbIIe, 4 MMmonb) ¢ N-(3-xsop-2-¢pTopbensmn)-2-(uknonponwiamMmuHo Janetamuaom (10b) (1,21 T,
4,73 MMOJITb) TIO METOJMKE, TIPUBEIACHHON IS CTAIUH 3 CXEMBI 2, JAajia Tocie 00paboTKH PeaKIIMOHHOW CMECH U
OYHUCTKH C MOMOIIBIO (hIAII-KOIOHOYHOM Xpomartorpadun [cuinukarens (12 1), amroupys cmech rexcanos/10%
MeOH B EtOAc (ot 1:0 bi(s) 1:1)] metui-1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO )-2 -
OKCOATHI) (IIUKJIOTIPOITHII )aMIHO )-2-0KCOATHI) -3 -1tano- | H-uamon-5-kap6okcunar (200f) (446 mr, Berxox 23%
3a TPU CTaJuH) B BHUIE OEIOTO TBEPAOTO BEHIECTBA C METAIUIMICCKIM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-de) & 8,46 (t, J=5,8 ', 1H), 8,34 (c, 1H), 8,26-8,23 (m, 1H), 7,87 (ax, J=8,8,
1,6 I'u, 1H), 7,72-7,66 (M, 1H), 7,50-7,41 (M, 1H), 7,25-7,18 (M, 1H), 7,12-7,04 (M, 1H), 5,53 (c, 2H), 4,34 (x,
J=5,7T'u, 2H), 3,98 (¢, 2H), 3,89 (¢, 3H), 3,18-3,00 (m, 1H), 1,03-0,85 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,57;

MC (ES+): 497,5 M+1); MC (ES-): 495,5 n 497,5 (M-1).

Cragus 6: momydenue 1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO )-2-0KCOATHIT ) IUKIOMPOIIILIT)aMUHO )-2-
0KC03THIN)-3-1Inano- 1 H-unnon-5-kap6onoBoit kuciots! (200 r).

Peaxuust MeTmi-1-(2-((2-((3-x10p-2-hTOpOEH3MIT ) aMUHO ) -2 -OKCOITHI ) (IIUKJIOTIPOTIHI ) aAMUHO )-2-
0Kc03THN)-3-1mano- 1 H-unnon-5-xapookcunara (200f) (429 mr, 0,863 mmons) 8 MeOH (30 min), ncnonesys 2 N
Boaublit NaOH (2,59 mu, 5,18 MMoiIb) IO METOIMKE, IPUBEACHHON 1uTst cTaanu 4 cxeMbl 43, mana mociie oopa-
O0otku peakmuoHHOW cMmecH  1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) (IIAKIOTIPOTIFIT ) aMHHO )-2 -
OKCOoTHN)-3-1trano- | H-namon-5-kap6onosyto kucnory (200 1) (371 mr, Beixon 89%) B Buae 6eoro TBEpAOTO
BEIIIECTBA C METAJUIMIECKAM OTTCHKOM;

'H SIMP (300 MI', IMCO-dg) & 8,46 (t, J=5,8 I'ni, 1H), 8,31 (c, 1H), 8,24-8,21 (m, 1H), 7,86 (az, J=8,7,
1,6 T'n, 1H), 7,67 (n, J=8,7 I'n, 1H), 7,45 (11, J=7,6, 1,8 T'n, 1H), 7,27-7,17 (M, 1H), 7,09 (T, J=7,9, 1,0 I'y, 1H),
5,52 (c, 2H), 4,34 (&, J=5,7 I'u, 2H), 3,98 (¢, 2H), 3,18-3,00 (M, 1H), 1,09-0,79 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,56;

MC (ES-): 517,4 u 519,5 (M+CI).

Cramust 7: momyuyenne N-6en3umi-1-(2-((2-((3-x10p-2-¢ropOeH3una)aMuHO)-2-0KCOITHII)( LIUKJIOTIPOTIHI)-
aAMUHO )-2-0KCcO3THN )-3-1tnano- 1 H-unmon-5-kapbokcamuma (200h).

Peaxius 1-(2-((2-((3-x510p-2-TOPOECH3NIT)aMHUHO )-2-0KCOITHII ) (LIUKIIOIPOITHIT ) aAMHHO ) -2 -OKCOITHII ) -3~
1aHo- 1 H-nanon-5-kap6oHoBoii kucnots! (200 1) (100 mr, 0,21 Mmonb) ¢ penunmeranamuaom (0,034 mi, 0,31
MMOJIB) 110 METOJIUKE, MPUBEICHHON ISt CTa UK 3 CXEMBI 2, ajia rnocjie 00paboTKN peakIIMOHHON CMECH U OYH-
CTKH C TIOMOIIBIO (IIBII-KOJIOHOYHON Xpomarorpaduu [cwmkarens (12 1), amoupys JXM/MeOH (ot 1:0 mo
19:1)] N-6em3mir-1-(2-((2-((3-x10p-2-PTOPOCH3MIT)aMUHO )-2-OKCOITHI ) (ITUKIIOTIPOTIHI JaMHHO )-2-0KCOITHII)-3 -
nmaHo- 1 H-uanon-5-kap6okcamus (200h) B BHIIE CBETIIO-KOPUIHEBOH CMOJIBI;

MC (ES-): 606,6 (M+Cl).

Cramus 8: momydenne N-6en3mi-1-(2-((2-((3-xmop-2-GTopOeH3m)aMIHO )-2-0KCOITHIT ) (ITUKIOMPOIIHIT )-
aMUHO)-2-0Kc03ThN)-3-tnano- | H-urmoin-5-kapookcammaa (2001).
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Peaxuust N-6en3mn-1-(2-((2-((3-x10p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITHT ) (IUKJIOTPOTIHI ) aMUHO )-2-
0Kc03THN)-3-1nano- 1 H-unnon-5-xkapookcamuna (200h) (132 mr) B sranose (4 mi), ucnons3ys konn. NH,OH
(1,5 mm) u H,O, (Bogn. 35%, 0,066 mu, 0,74 MMoIIb) IO METOJIMKE, MMPUBEACHHON Ha cxeMe 65, mana mocie 00-
paboOTKN PEaKIMOHHONH CMECH M OYUCTKH KOJOHOYHOH (umIi-xpoMatorpadueit [cuiumkarens (4 T), dIoupys
JAXM/MeOH (ot 1:0 hi(o) 19:1)] N-6en3mi-1-(2-((2-((3-xmop-2-hTopOeH3UIT)aMUHO)-2 -
OKCOATHI ) (IIUKJIOTIPOITHI )aMIHO )-2-0KCOATHI) -3 -1tano- | H-uamon-5-kap6okcamua (200i) (56 mr, 51% 3a nBe
CTaJIMM) B BUE OEJIOTO TBEPIIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,99 (t, J=6, 0 T'u, 1H), 8,71 (n, J=1,8 T, 1H), 8,47 (r, J=5,8 I'n, 1H),
8,01 (c, I1H), 7,71 (an, J=8,7, 1,7 I'n, 1H), 7,54-6,87 (m, 11H), 5,42 (c, 2H), 4,50 (m, J=6,0 I'n, 2H), 4,34 (x,
J=5,7Tmu, 2H), 3,99 (¢, 2H), 3,15-3,02 (M, 1H), 1,06-0,82 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,61;

MC (ES+): 590,7 u 592,6 (M+1); MC (ES-): 624,5 u 626,6 (M+Cl).

Cxema 201
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IMonyuenne  3-anermn-N-Oen3mi-1 -(2—((2-((3—xnop—2—q)Top6eH31/m)aM1/IHO)—2—OKcoaTHn)(uI/IKnonpoan)—
aMUHO )-2-0kcodTrn)- 1 H-urmon-6-kapookcamuna (201d).

Cramus  1: momydenme MmeTwi-3-aneTwi-1-(2-((2-((3-xmop-2-GTopOeH3 w1 )aMIHO )-2 -0KCOITHI ) (IIKII0-
MIPOITHIT)aMUHO )-2-0Kc03THN )- | H-mHmom-6-kapookcunata (201b).

Peakmst TOK ammykra 2-(3-aneTtmin-6-(MetokcukapOoonwi)- 1 H-unmon-1-un)ykcycHoir kuciaotsr (201a)
(10,77 t, 27,7 MMoOIb, TIOJYYEH IO METONY, TIpHuBeieHHOMY Altmann, Eva et al. B MexmyHapoaHOH MyOIuKanun
PCT WO 2012/093101), ¢ N-(3-xmop-2-propbdensmn)-2-(nukronponrmiamuto )anetamuaom (10b) (7,10 r, 27,7
MMOJIb) TT0 METOJMKE, TIPUBEIEHHON TSl CTaiuy 3 CXeMBI 2, Jaa mociie 00paboTKH peakIMOHHONW CMECH U pac-
THpaHusi  celporo  mpoaykra ¢ EtOAc, wmerun-3-anermin-1-(2-((2-((3-xmop-2-propObeH3uiT)aMiuHo)-2-
OKCOATHI ) (IIUKJIOTIPOITHI )aMHIHO )-2-0Kc0dTH ) - | H-uHmon-6-kapookcmnar (201b) (8,17 r, 57%) B BHAe Oenoro
TBEPAOTO BEIIECTBA C METAUIMIECKUM OTTECHKOM;

'H IMP (300 MI't, IMCO-dg) & 8,55-8,43 (v, 2H), 8,27 (ux, J=8.4, 0,7 ', 1H), 8,15 (ux, J=1,5, 0,7 T,
1H), 7,82 (nm, J=8.,4, 1,4 I'u, 1H), 7,48-7,36 (m, 1H), 7,26-7,16 (M, 1H), 7,04 (tx, J=7,9, 1,1 I'ny, 1H), 5,57 (e,
2H), 4,35 (1, J=5,8 I'y, 2H), 3,99 (c, 2H), 3,82 (¢, 3H), 3,20-3,05 (M, 1H), 2,45 (c, 3H), 1,08-0,80 (m, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,72;

MC (ES+): 514,5 n 516,5 (M+1).

Cramust 2: momydenue 3-anetmi-1-(2-((2-((3-xmop-2-dropOeH3uia)aMuHO)-2-0KCOITHII)( LIUKJIOTIPOTIHI)-
aMUHO)-2-0Kkc03TrN)- | H-nHnon-6-kap6oHoBoii kuciotsl (201¢).

Peakmmst metmin-3-anetmi-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHIN ) (IAKIIOTIPOTIHIT ) aMHHO )-2 -
okcodtnn)- 1 H-uanon-6-kap6okcunara (201b) (8 r, 15,57 mmons) B TT'® (100 M) 1 MeOH (100 mur), ucmosb-
3ys pacTBOp rujapata ruapokcuna autus (4 r, 93 mmons) B Bojae (100 M) o MeToaMKe, IPUBEISHHON TSI CTa-
mau 2 cxeMbl 129, mama mocie 0o0pabOTKM — peakmuoHHOW cmecn  3-ametwi-1-(2-((2-((3-xmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOATHI ) (IUKIIOTPOTIHII )aMUHO )-2-0Kc03TrN) - | H-nH1071-6-KapOboHOBYO KHUCIIOTY
(201c) (8,012 r) B BHze CBeTIO-KOpHYHEBOro TBeproro Bemecrea. 'H SIMP (300 MI'u, JIMCO-dg) & 12,80 (c,
1H), 8,53-8,41 (M, 2H), 8,24 (nn, J=8.,4, 0,6 T'u, 1H), 8,15-8,11 (m, 1H), 7,81 (an, J=8,3, 1,4 I'u, 1H), 7,45 (Tx,
=77, 7,2, 1,7 I'n, 1H), 7,27-7,17 (m, 1H), 7,08 (tm, J=7,9, 1,0 I'u, 1H), 5,55 (c, 2H), 4,34 (&, J=5,8 T'u, 2H),
3,99 (c, 2H), 3,20-3,06 (m, 1H), 2,45 (c, 3H), 1,08-0,82 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,66;

MC (ES+): 522,5 n 524,5 (M+Na).

Cragus 3: MOJIy4eHUE 3-anetnin-N-Oen3umi- 1 -(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO ) -2 -
OKCOATHI ) (IIUKJIOTIPOIIMII )JaMHIHO )-2-0kc0d TN ) - | H-mHmo01-6-kapookcamuna (201d).
Peaxtmst 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI ) ( IAKIIOTIP OTIHIT )aMHHO )-2 -

okcodTmn)- 1 H-uanomn-6-kap6onoBoii kucnotsl (201¢) (50 mr, 0,1 mmons) ¢ dernnmeranamuaom (0,017 mi, 0,15
MMOJIb) TI0O METOAMKE, IPUBEIACHHOHN I CTAIWK 3 CXEMBI 2, naa mociie 00paboTKH PEaKIIMOHHON CMECH U OYH-
CTKH C MOMOIIBI0 (DIIAII-KOJIOHOYHOW XpomaTorpaduu [cwimukarensb (4 1), amoupys IXM/MeOH (ot 1:0 mo
19:1)] 3-anetmi-N-6en3ui- 1 -(2-((2-((3-xs0p-2-GTopOeH3MIT ) aMHHO )-2 -OKCOI T ) (IIUKIOMTPOITHIT ) aMHUHO )-2 -
okcoaTn)- | H-mamon-6-kap6okcamun (201d) (31 mr, 53%) B BUzIE CBETIO-KEITOTO TBEPIOTO BEIIECTBA.
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'H SIMP (300 MI', IMCO-dg) & 8,96 (1, J=6,0 T';, 1H), 8,54 (t, J=5,8 ', 1H), 8,42 (c, 1H), 8,22 (x,
J=8,3 ', 1H), 8,02 (c, 1H), 7,78 (an, J=8,4, 1,4 'u, 1H), 7,47-7,39 (m, 1H), 7,34-7,15 (M, 6H), 7,04 (t, ]=7,9
I'n, 1H), 5,52 (¢, 2H), 4,50 (1, J=5,9 ', 2H), 4,30 (1, J=5,8 Ty, 2H), 4,01 (c, 2H), 3,22-3,02 (m, 1H), 2,45 (c,
3H), 1,05-0,80 (M, 4H);

PF SIMP (282 MTI'ny, IMCO-dg) & -121,58;

MC (ES+): 589,6 (M+1); MC (ES-): 623,5 u 625,5 (M+Cl).

Cxema 202
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[Monyuenne 2-(3-ameTmn-6-6pom-1H-unmon-1 -Hn)-N-(Z—((3—xnop—2-q)Top6eH31/m)aMHHo)—2-OKcoaTHn)—N—
nuKIonponuianetamua (202¢).

Cranus 1: nomydenue 1-(6-6pom-1H-uano:n-3-um)stanona (202b).

K pactBopy 6-0pom-1H-unnomna (202a) (5 r, 25,5 mmons) B Toayoine (80 mi) npu 0°C B MHEPTHOH aTMO-
cdepe npubasunu anetwixiaopun (2,72 mi, 38,3 MMoIIb), IepeMenBaid B TeueHre 10 MUH C MOCIeayoImum
npuOaBiIcHUEM Mo KaruisiM xiopuaa onosa (IV) (4,49 mi, 38,3 MmMons) B Toiryose (20 mir). Peaknnonnyro cMech
nepememuBaiy nmpu 0°C B Teuenne 3 9 B JeASHON OaHE M TOHKOJIWCIIEPCHYIO CYCIIEH3HIO PO30BOTO I[BETA BHI-
i B ByX(a3Helid pactBop HackimeHHoro BogHoro NaHCO; (600 mi) u EtOAc (400 mi). CMech 3HEPTHUIHO
MepeMeIInBaIN B TeYeHHE |5 MUH M OTQUIBTPOBAIH Yepe3 CIOW IeIHTa I YAAICHUS HEOPTaHWYeCKHUX IMPH-
Meceid. OpraHrmYecKuil CIIOW OTAETIIIN MPOMBUIH HACHIIICHHBIM BOJHBIM PACTBOPOM XJIOPHIA HATPHSI, CYIIWIIH,
bUIBTpOBANTHM U KOHIICHTPUPOBAIHU B BaKyyMe ¢ moiydeHueMm 1-(6-0pom-1H-unmon-3-un)stanona (202b) (4,15
1, 17,43 MMonb, BeIxoa 68%) B BHIIe O€TIOTO TBEPAOTO BEUIECTBA,

'H SIMP (300 MI'n, IMCO-dg) & 12,04 (c, 1H), 8,34 (x, J=1,6 I'n;, 1H), 8,10 (az, J=8,5, 0,6 'y, 1H), 7,65
(nm, J=1,8, 0,6 T'u, 1H), 7,31 (a1, J=8,5, 1,8 T'n, 1H), 2,44 (c, 3H);

MC (ES+): 238,2, 240,2 (M+2);

MC (ES-): 236,1, 238,1 (M-2).

Cranus 2: noixydeHue Tper-0yTmi-2-(3-anetuin-6-6pom-1H-unnon-1-un)anerara (202c¢).

Peakums 1-(6-6pom-1H-nnnon-3-mm)sranona (202b) (4 r, 16,8 Mmonb) ¢ Tper-OyTmi-2-OpoMarieTaTom
(4,97 mu, 33,6 MMOITB) TIO METOJMKE, MIPUBEICHHOMN I cTamuu 1 cxeMbl 56, nana mociie 00pabOTKU PeaKIIHOH-
HOW cMeCH M pacTupaHus cbiporo npoxaykra ¢ 20% EtOAc-rexcan (40 mi), Tper-OyTmin-2-(3-aneTnin-6-0pom-
I H-uanon-1-um)anerar (202¢) (4,49 r, 12,75 mmomns, Berxox 76%) B Buze O€I0T0 TBEPAOTO BEIIECTBRA;

'H AIMP (300 MI', IMCO-de) & 8,34 (c, 1H), 8,11 (1, J=8,5, 0,5 I'n, 1H), 7,82 (1, J=1,8, 0,5 I'n, 1H),
7,36 (nm, J=8,5, 1,7 I'n, 1H), 5,14 (c, 2H), 2,43 (c, 3H), 1,44 (c, 9H);

MC (ES+): 352,3, 354,3 (M+2), MC (ES-): 386,2, 388,2 (M+Cl).

Cramus 3: nomydenne 2-(3-anetmn-6-6pom- 1 H-uanomn-1-mi)ykcycHo#t kucioTs (202d).

Peakmust TpeT-OyTnn-2-(3-anetun-6-6pom-1H-unnon-1-un)amerata (202¢) (1,5 1, 4,26 mmons) ¢ TOK
(6,56 mu1, 85 MMOJIB) TIO METOAMKE, TIPUBEIICHHOM ISl CTAANH 2 CXEMBI 2, aja mociae 00paboTKH peakImOHHON
cMecH U pactupanus ceiporo mpoaykta ¢ 20% EtOAc-rekcan (10 mun), TOK agnykr 2-(3-anermn-6-6pom-1H-
MHI0J- 1 -um)ykeycHoit kucnotsl (202d) (1,25 r, 4,22 MMmoib, BeIxox 99%) B Buae 0eoro TBEpAOTo BELIECTBA C
METAJUIMIECKAM OTTCHKOM;

'H SIMP (300 MI'n, IMCO-ds) & 13,26 (c, 1H, obmenuBatoummiicst ¢ D,0), 8,36 (c, 1H), 8,10 (1, J=8,5,
0,5 'y, 1H), 7,86 (nx, J=1,8, 0,5 I'n, 1H), 7,36 (a1, J=8,5, 1,7 I', 1H), 5,15 (c, 2H), 2,43 (¢, 3H);

MC (ES+): 296,2, 298,3 (M+2);

MC (ES-); 294,2, 296,2 (M-2).

Cramuss  4: mnomydenue 2-(3-ametun-6-6pom-1H-urmon-1-mm)-N-(2-((3-xmop-2-pTopdeH3mn)aMuHo)-2-
okcodTH)-N-TKIonponmianeramMuaa (202e).

Peaxmmst 2-(3-anetnn-6-6poM-1H-uanon-1-mn)ykcycuoit kuciotsl (202d) (600 mr, 2,03 mmons) ¢ N-(3-
xJ10p-2-PTopOeH3m)-2 -(MUKIonponmIaMuHO )aietTamugaoM (10b) (572 mr, 2,23 MMoOnb) IO METOJIWKE, TPHUBE-
JIEHHOW NIt cTaguu 3 cXeMbl 2, mana mocie oO0paboTKH peaKIMOHHOW CMECH M OYHMCTKH C MOMOIIBIO (IIdIII-
KOJIOHOYHOM Xxpomarorpadun [cmmkareins (24 1), amoupys DMASO - IXM ot 0 mo 20%] 2-(3-aneTni-6-6pom-
1H-unpon-1-mi)-N-(2-((3-x0p-2-propOeH3min)aMuH0)-2-0kcodTHin)-N-nnkiaonponuianeramua (202e) (0,78 T,
1,46 MmO, BBIXO 72%) B BHIIE OSIIOTO TBEPIOTO BEIICCTRA;
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'H SIMP (300 MT', JIMCO-dg) & 8,47 (t, J=5,9 T, 1H), 8,30 (c, 1H), 8,10 (x, J=8,4 T'n, 1H), 7,80 (x,
J=1,7 T, 1H), 7,49-7,41 (m, 1H), 7,34 (nx, J=8,5, 1,7 T'n, 1H), 7,28-7,19 (m, 1H), 7,09 (tn, J=7.9, 1,1 I'ny, 1H),
5,45 (c, 2H), 4,35 (x, J=5,8 'y, 2H), 3,99 (c, 2H), 3,16-3,04 (m, 1H), 2,42 (c, 3H), 1,05-0,96 (M, 2H), 0,95-0,85
(M, 2H);

PF SIMP (282 MTI'ty, IMCO-dg) & -121,66;

MC (ES+) 534.4, 536,4 (M+1); MC (ES-): 570,3 (M+CI).

Cxema 203

ta
HN

HN
) kﬁ
2nzck‘g‘€ HeN N \ ‘6 203b H

sz(dba)a
2 03

N\)L ,\©,C| \,,

HATU, DIPEA ,\(’:I:
AMPA 203¢

[Monyuenne 2-(3—aHeTI/IH-6-(HI/IpI/IMI/I,Z[I/IH-5—I/IHaMI/IHO)- 1H-uanon-1-mm)-N-(2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KcoATHI )-N-TTuKIonponmianeramuaa (203c¢).

Cramuss  1: momydenume TpeT-OyTHi-2-(3-aneTni-6-(mipuMuInH-S5-niaMuHo )- | H-urmon- 1 -nm)anerarta
(203a).

Peaxmust Tpet-0yTni-2-(3-anetun-6-6pom-1H-urmon-1-nn)amerara (202¢) (1,0 r, 2,84 MMOJIB) ¢ TUPUMH-
nmuH-5-amuHOM (351 Mr, 3,69 MMOITB), HCTIONB3Ys KapOoHaT kamwus (785 mr, 5,68 MMmonb), mu-Tpet-0yTnn(2',4',6'-
Tpunzonponmwioudenui-2-un)pochun (169 mr, 0,4 mmons), Pdy(dba); (182 mr, 0,2 MMoIB) IO METOIMKE, TIPH-
BEJCHHOW Ut cTaguu 1 cxembl 97, mana mociie 00pabOTKH PEaKIMOHHON CMECH M OYHCTKU C MOMOIIBIO (IIdIII-
KOJIOHOYHOW xpomatorpadun [cuinmkarens (40 1), amoupyst DMASO - XM ot 0 no 20%] tper-OyTmi-2-(3-
aneTwi-6-(MupuUMHuIUH-5-wi1aMuHo )- | H-uanon-1-mn)anerar (203a) (72 mr, 1,96 mmons, Beixon 69%) B BHUIE
6€eJI0T0 TBEP/IOTO BEIECTBA C METAJUIMUYECKHM OTTEHKOM;

'H SIMP (300 MT', IMCO-ds) & 8,60 (c, 1H), 8,59 (c, 1H), 8,55 (c, 2H), 8,21 (c, 1H), 8,09 (1, J=8,5 I'n,
1H), 7,26 (x, J=1,9 I'n, 1H), 7,02 (ux, J=8,5, 1,9 I'y, 1H), 5,76 (c, 1H), 5,10 (c, 2H), 2,42 (c, 3H), 1,43 (c, 9H);

MC (ES+) 367,5 M+1); MC (ES-): 365,4 (M-1).

Cramuss  2: momydenue 2-(3-anetuin-6-(mupuMUIWH-S-uIaMuHO)-1 H-uHm10m-1-11)yKCYCHOM  KHCIIOTHI
(203b).

Peakmmst Tpet-OyTmin-2-(3-anetnin-6-(mupuMuanH-S5-niaMuHo )- | H-unmon-1-um)amerata (203a) (530 wr,
1,45 mmonp) ¢ TOK (1,47 mut, 19,05 MMOTb) 110 METOAMKE, MPUBEACHHON IS CTaAUU 2 CXEMBI 2, Jlaia Mmocie
00paboTKN pEeaKIIMOHHON CMECH U pacTupaHus ceiporo npoaykra ¢ 30% EtOAc-rekcan (10 mir), TOK angykr 2-
(3-anernn-6-(mupuMuAnH-5-miamuHo )- 1 H-unnon-1-um)ykeycnoii kuciotst (203b) (470 wmr, 1,11 MMoI1b, BEIXOA
77%) B BHJE OpaHKEBOTO TBEPIIOTO BEIICCTRA;

'H SIMP (300 MT';, IMCO-de) & 8,60 (c, 1H), 8,55 (c, 2H), 8,23 (c, 1H), 8,09 (x, J=8,5 I'y, 1H), 7,30 (x,
J=1,9 I'u, 1H), 7,03 (nx, J=8,5, 2,0 I'n, 1H), 5,11 (c, 2H), 2,42 (c, 3H).

Cragus  3: momyuenue  2-(3-anetmi-6-(mupumunuH-5S-miaMuHo)-1H-urnomn-1-mr)-N-(2-((3-xmop-2-
¢TopOeH3MIT)aMIuHO)-2-0KcoaTH)-N-IIuKIonponuianeramuaa (203c).

Peaxums N-(3-xmnop-2-ropOensnin)-2-(1ukaonponwiamuno Janeramuza (10b) (66 mr, 0,26 mmois) ¢ 2-(3-
aneTI-6-(MIpUMHUIUH-5-m1aMuHo )- | H-uanon- 1 -un)ykcycHoit kuciotoit (203b) (80 mr, 0,26 MMOJIb) IO METO-
JIMKe, TIPUBEJICHHOW I CTaanH 3 CXeMbl 2, Jana mocje o0padoTKH PEaKIMOHHON cMeCH M OYMCTKH KOJIOHOY-
HOU (mam-xpomarorpadueii [cunukarens (12 r), amoupys DMASO - IXM ot 0 go 30%] 2-(3-amermi-6-
(mupuMuauH-5-mnamuHo)- 1 H-uanon-1-mr)-N-(2-((3-xmop-2-dpropOeH3nin )aMuHO )-2-0KCOITHII )-N-
nukonpormianeTamun (203¢) (65 mr, 0,12 Mmons, Berxoa 46%) B Buae 0€J10T0 TBEPAOTO BENIECTBA C METaJUIN-
YECKHM OTTEHKOM;

'H SIMP (300 MT', JIMCO-de) & 8,56 (c, 1H), 8,53 (c, 1H), 8,51 (c, 2H), 8,44 (r, J=5,9 T'u, 1H), 8,21 (c,
1H), 8,09 (n, J=8,5 I'n, 1H), 7,43 (T, J=7,7, 7,2, 1,7 I'n, 1H), 7,27-7,17 (m, 2H), 7,14-6,98 (M, 2H), 5,41 (c, 2H),
4,31 (1, J=5,7 I'y, 2H), 3,98 (c, 2H), 3,12-2,98 (m, 1H), 2,41 (c, 3H), 1,01-0,94 (m, 2H), 0,94-0,86 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 549,5 M+1), 571,5 (M+Na), MC (ES-): 547,5 (M-1).

P{IBu}>
iPr
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Cxema 204

Br \
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N 202e cl /" N2 on HC 204a

o Cl

IMomyuenue 2-(3-aneTni-6-(2-(AuMeTHIIaMHHO )TUPUMUIUH-5-111)- | H-namon- 1 -ni)-N-(2-((3-xnop-2-
¢TopOeH3MIT)aMIuHO)-2-0KkcoaTH)-N-IIuKIonponuianeramua (204a).

Peaxmus 2-(3-auetnin-6-6pom-1H-ungon-1-ui)-N-(2-((3-x50p-2-pTOpOEH3MIT)aMUHO ) -2 -0KCOITHIT)-N-
muktonponmianetamuna (202¢) (150 mr, 0,28 MMoib) ¢ 2-(JUMETHIAMUHO ) TUPUMUIIH- S5 -HIO0POHOBOM KUCIIO-
toit (56 mr, 0,34 MMOJIB) ITO METOUKE, TTpUBEICHHOMN Ha cxeMe 100, mama mocie 00paboTKK peaKIIMOHHONW cMe-
CH M OYUCTKH KOJIOHOYHOHW (umni-xpomartorpadueit [cunmkarens (12 r), smoupyst CMA80 8 CHCI; ot 0 mo
20%] 2-(3-auetun-6-(2-(IUMeTHIaAMIHO ) TUPIMUAIHH-5 -11)- | H-nanomn- 1 -mm)-N-(2-((3-xmop-2-
(ropben3mT)aMIHO)-2-0KcodTHN )-N-nukionponmianeramus (204a) (85 mr, 0,15 mMons, Beixox 53%) B BUzIE
0eIroTo TBEPIOTO BEIIECTBA;

'H SIMP (300 MI';, IMCO-dg) & 8,73 (c, 2H), 8,51 (1, J=5,9 T', 1H), 8,29 (c, 1H), 8,19 (z, J=8,3 ', 1H),
7,69 (ym. c., 1H), 7,49 (nn, J=8,3, 1,5 I'n, 1H), 7,39-7,30 (m, 1H), 7,24-7,16 (M, 1H), 6,97-6,86 (M, 1H), 5,49 (c,
2H), 4,36 (1, J=5,8 I'y, 2H), 4,01 (c, 2H), 3,19-3,11 (M, 7H), 2,44 (c, 3H), 1,03-0,96 (M, 2H), 0,96-0,88 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,72;

MC (ES+): 577,5 M+1); MC (ES-): 611,4 (M+Cl).

Cxema 205
Br
Y o
N K,CO; Pd(PPhs),
NN %
© F <N_ OH
HsC \}B
N 202e cl \ / o

Monyuyenne 2-(3-auetwi-6-(upumMuauH-5-min)-1 H-uamon-1-mm)-N-(2-((3-xmop-2-propoeH3mn)aMuHo)-2-
okcodTH)-N-TKIonponmianeramMuaa (205a).

Peaxrmst 2-(3-ametnn-6-6pom- 1 H-urmon- 1 -nim)-N-(2-((3-x10p-2-GTOpOSH3MIT)aMUHO )-2 -OKCOITHIT ) -N-
nukonpormianetamuna (202e) (150 mr, 0,28 MMob) ¢ MUPUMHUINUH-5-UI00pOHOBOH KHUcIoTON (42 Mr, 0,34
MMOJIb) TI0 METOJIMKe, puBeaeHHON Ha cxeMe 100, mana mocne oOpaboOTKH peaKIMOHHONW CMECH M OYUCTKH KO-
JIOHOYHOH ¢dmI-xpoMaTorpadueii [cumikareis (12 1), amoupys CMA80 8 CHCI; ot 0 mo 20%] 2-(3-aneTnin-6-
(mupumuauH-5-1m)- 1 H-uamosn- 1-um)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
uktonpornmianetamuy (205a) (60 mr, 0,11 mMos, Berxox 40%) B Bue 6€I0r0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI'y, IMCO-de) & 9,18 (c, 2H), 9,12 (c, 1H), 8,51 (t, J=5,9 'y, 1H), 8,38 (c, 1H), 8,29 (x,
J=8,3 I'n, 1H), 7,92 (1, J=1,6 T'u, 1H), 7,67 (an, J=8,3, 1,6 ['u, 1H), 7,34 (tn, J=7,7, 7,2, 1,7 I'u, 1H), 7,21-7,12
(M, 1H), 6,88 (tn, J=7,9, 1,1 I'u, 1H), 5,54 (c, 2H), 4,35 (n, J=5,7 I'u, 2H), 4,01 (c, 2H), 3,23-3,11 (M, 1H), 2,46
(c, 3H), 1,05-0,97 (M, 2H), 0,97-0,90 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,60;

MC (ES+): 534,5 (M+1), MC (ES-): 532,4 (M-1), 568,4 (M+Cl).

Cxema 206
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t-BuQ O}\\ O N —_—
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] g 206a 206b
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Lo F
HO N A ¢ o
)‘j \r H \I/ e
o N 19¢ o} N /YN \)LN
Ny OCH =N 0 H
3 HATU, DIFEA F

H,C o} MDA H;C Cl
0 060 0 2084

[Monyuenne metun-3-anetwi-1-(2-((2-((3-xmop-2-pTopOeH3wm)aMIHO )-2-0KCOITHI ) (U30TIPOTIHIT ) aMHHO )-2 -
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okcoaTn)- 1 H-urnazon-5-kapookcmnara (206d).

Cramust  1: momydenme  Metui-1-(2-(Tper-0yToKcH)-2-0kcoaTmi)-3-(1-3TokcuBunmn)-1 H-uanason-5-
kapOokcmiaTa (206a).

K pactBopy meruni-1-(2-(TpeT-0yToKCcH)-2-0KCOdTHI)-3-nom0- 1 H-urnazon-5-kapbokcmmara (132¢) (9,2 r,
22,10 mmoutp) B Tomyoute (75 mi) B atMmocdepe aproHa npubdaswin TpuOyTui(1-3rokcnBuamMn)ctanHad (9,98 T,
27,6 mmonn), Pd(Ph;P), (2,55 1, 2,210 MmMouts) u HarpeBas nipu 120°C B Teuenue 15 4. PeaknnoHHYIO cMeCh
OXJIAIUIN JI0 KOMHATHOW TemriepaTypbl, pazbasmwim EtOAc (200 mi), oThuIbTpOBANIM Yepe3 CIOW IeNHTA.
OuIbTpaT MPOMBIBAIIN BOIOH, HACKIIICHHBIM BOJHBIM PACTBOPOM XJIOPHIA HATPHS, CYIIMIA U KOHIICHTPHPOBA-
1 B BakyyMme. [lomyueHHBIN ocTaTok ouninaiy xpomarorpaduei [cumukarens (40 r), smonpyst EtOAc B rekca-
He ot 0 no 40%] c momydenueM metui-1-(2-(Tper-0yTokcH)-2-okcoaTmin)-3-(1-3TokcuBunmn)-1H-uanazon-5-
kapOoxkcmiara (206a) (7,5 r, 19,31 MmMoms, BeIxon 87%) B BUIE )KEITOTO MACIa;

'H SIMP (300 MTI'u, IMCO-dg) & 8,67 (nn, J=1,6, 0,8 T, 1H), 7,97 (an, J=8,9, 1,6 T'n, 1H), 7,73 (ux,
J=8,9, 0,8 ', 1H), 5,34 (c, 2H), 4,97 (n, J=2,3 I'n, 1H), 4,46 (1, J=2,3 T'u, 1H), 4,03 (x, J=6, 9 I';, 2H), 3,88 (c,
3H), 1,45 (m, 3H), 1,40 (c, 9H), 0,85 (t, J=7,2 T'u, 3H);

MC (ES+): 361,5 (M+1), 383,5 (M+Na); MC (ES-): 359,3 (M-1).

Cramust 2: moiydeHHue MeTwiI-3-aneTwi-1-(2-(Tper-0yTokcn)-2-okco3tnn)- 1 H-uanazon-5-kapOokcunara
(206b).

K pactBopy wmetmi-1-(2-(Tpet-0yToKcH)-2-0kcoaTHN)-3-(1-3TOoKCcHBHHMN)- | H-mHIa301-5-KapOokcuiaTa
(206a) u3 craguu-1 B EtOAc (200 mur) mpubasuiau HCI (1 N, 120 mi1) 1 06pabatbIBaim yIbTpa3ByKoOM B TEUCHHE
10 muH. Opranuyeckyio ¢a3zy OTACIWIN, CYIIWIW, KOHIEHTPUPOBAIN B BaKyyMe C TOJYyYEeHHEM METHII-3-
anetwi- 1 -(2-(Tpet-0yTokcn)-2-okcorTrn)- | H-uanazon-5-kapdoxcmnara (206b) (6,2 r, 18,65 mmouns, Berxox 84%
3a 2 cTaauu) B BUJE OEJIOT0 TBEPIOTO BEIIECTBA, KOTOPOE MCIIOIb30BANIM Ha CIEAYIOIIEH cTaanu 06e3 IOMOIHHU-
TENBEHOW OYUCTKH,

'H SIMP (300 MTI'u, IMCO-dg) & 8,84 (mn, J=1,6, 0,8 T, 1H), 8,06 (ax, J=8,9, 1,6 T'n, 1H), 7,89 (ux,
J=8,9, 0,9 I'y, 1H), 5,51 (c, 2H), 3,91 (c, 3H), 2,65 (¢, 3H), 1,42 (c, 9H);

MC (ES"), 355,4 (M+Na); 331,4 (M-1).

Cranus 3: momydyenue 2-(3-anetmi-5-(MeTokcukapoonmn)- 1 H-uanazon- 1 -mn)ykcycHoit kucioTsl (206¢).

Peaktus metuin-3-aneruin-1-(2-(tper-0yTokcu)-2-okcoatun)- 1 H-unna3on-5-kapookcmnara (206b) (6,1 T,
18,35 mmoup) ¢ TOK (7,07 mi, 92 mmoinb) B JIXM (50 Mi1) Mo MeToIuKe, MPUBEACHHOMN JUIS CTAIUHN 2 CXEMBI 2,
nama mocie oOpaboTtku peakiuonHod cmecu TOK comp 2-(3-amerwmn-5-(MetokcukapOonmn)-1H-urmazon-1-
WIT)yKCycHOH Kuciotsl (206¢) (5,8 1, 14,86 Mmmomnb, Beixoq 81%) B Buie 6eoro TBEpIOro BEIIECTBA C METAJIIH-
YECKHM OTTEHKOM, KOTOPOE HUCIIOIBb30BAIM Ha CIEIYyoNei ctaanu 0e3 JONOTHUTEIEHOW OUYNCTKY;

'H AIMP (300 MI', IMCO-dg) & 13,00 (c, 1H), 8,83 (am, J=1,7, 0,8 ', 1H), 8,08-7,99 (m, 1H), 7,91 (ux,
J=8.9, 0,8 I', 1H), 5,51 (c, 2H), 3,91 (c, 3H), 2,65 (c, 3H);

MC (ES’): 275,3 (M-1).

Cramqus 4: TIOJTy9ICeHUE MeTmit-3-anetui-1-(2-((2-((3-xmop-2-pTopOeH3mIT)aMUHO ) -2 -
OKCOATHII ) (M30TIPOITIIT)aMHHO )-2-0kc0o3Twn) - | H-mHna3on-5-kapookcmnara (206d).

Peakmms TOK apgnykra 2-(3-anetmi-5-(MetoxcukapOonmn)-1H-unnazon-1-mn)ykcycnot kucnotsl (206¢)
(1,9 1, 4,87 mmoinb) ¢ N-(3-xsop-2-propdensmn)-2-(n3onponmiaMuto )aneramuaom (19¢) (1,51 r, 5,84 mmous)
M0 METOJMKE, ITPUBEICHHON I CTaAuu 3 CXeMbI 2, fajna nocie 00paboTKH peakIMOHHONH CMECH M OYHCTKH C
TIOMOIIBI0 (MIIAII-KOJIOHOYHON Xpomarorpadun [cunukarens (12 1), amoupyss DMASO B IXM ot 0 mo 40%]
MeTmi-3-aneTii- 1 -(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO ) -2-0KCOITHI ) (M30TIPOITHIT )aMUHO ) -2-0Kc03THA )- | H-
nHaazou-5-kapookcunar (206d) (2,24 r, 4,33 mmoib, Beixon 89%) B BuIe 0€I0TO TBEPIOTO BEIIECTRA,

'H AMP (300 MI'u, IMCO-d¢) & 8,89-8,29 (m, 2H), 8,04 (um, J=8,9, 1,7 T'w) u 7,97 (mx, J=8,9, 1,7 I'm)
(2om, 1H), 7,77 (zn, J=8.,9, 0,8 T'm) u 7,70 (nx, J=8,9, 0,8 I'm) (2, 1H), 7,56-6,95 (M, 3H), 5,76 u 5,59 (2¢c, 2H),
4,69-4,23 (M, 3H), 4,18 u 3,85 (2¢, 2H), 3,913 u 3,908 (2c, 3H), 2,64 (c, 3H), 1,26 (xn, J=6,7 I'm) u 1,00 (7, J=6,8
I'm) (2, 6H);

PF SIMP (282 MI', IMCO) & -121,21, -121,72;

MC (ES+): 517,5 (M+1), 539,5 (M+Na); MC (ES-): 515,5 (M-1).
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Cxema 27
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[Monmyuenne  metmi-3-kapoamomn-1-(2-((2-((3-xmop-2-GTopOeH3mIT ) aMHHO )-2-0KCOI T ) (ITUKIOTTPOIIHIT ) -
aMUHO)-2-0kc03TrN)- | H-nHnazon-6-kap6okcunara (207g).

Cramus 1: momydaenne MeTwi-3-nono- 1 H-uagazon-6-kapookcunata (207b).

Coenunenne MeTHiI-3-nono-1H-unanazon-6-kapbokcumnara (207b) momydanu w3 metwi-1H-unmazon-6-
kapOokcmiaTa (15 T, 85 MMomb) MO MeToIMKe, IPUBEACHHON T cTaguu | cxembl 132 ¢ moxydeHreM mpoayKTa
(22 1, 72,8 MMoITb, BEIXOH 86%) B BHIE O€I0TO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'u, JIMCO-dg) & 13,82 (c, 1H, o6mernBarommiics ¢ D,0), 8,16-8,08 (v, 1H), 7,71 (ax,
J=8,6, 1,4 I', 1H), 7,53 (an, J=8,6, 0,8 I', 1H), 3,88 (c, 3H);

MC (ES+); 303,2 (M+1); MC (ES-): 301,2 (M-1).

Cramust 2: momydyeHue MeTwi-1-(2-(TpeT-0yTokcn)-2-0kcoaTin)-3-1nomo-1 H-unnazon-6-kapbokcunara
(207¢).

Peakums mertmn-3-nono-1H-nunazon-6-kapookcunara (207b) (12 r, 39,7 mmonb) ¢ Tper-OyTmi-2-
6pomanerarom (11,62 1, 59,6 MMoOIIb) IO METOUKE, TIPUBEICHHOM /uIst cTanuu 1 cxeMsl 56, nana mocie odpa-
0OTKM peakIMOHHOW cMecH MeTHi-1-(2-TpeT-0yToKcH-2-0kcodTrn)-3-ro0- 1 H-naaazon-6-kap6okcunat (207¢)
(11,7 1, 28,1 Mmmodb, BerxoA 71%) B BuIe 6€710T0 TBEPAOTO BEIMIECTBA C METATUNIMIECKUM OTTEHKOM;

'H SIMP (300 MI'y, IMCO-dg) & 8,37 (t, J=1,1 'y, 1H), 7,78 (az, J=8,5, 1,3 I'n, 1H), 7,56 (ax, J=8,5, 0,8
I'm, 1H), 5,44 (c, 2H), 3,91 (c, 3H), 1,40 (c, 9H);

MC (ES+): 439,4 (M+Na).

Cramuss 3: momydeHwe MeTui-1-(2-(TpeT-0yToKeH)-2-0KkcoaTm)-3-1tnaHo- 1 H-nana3on-6-kapOokcunarta
(2074d).

Cmech Metui-1-(2-tpeT-0yTokcH-2-0kcod3Trn)-3-noa0- 1 H-uanazon-6-kapookcmnara (207¢) (10,7 r, 25,7
MMmoIb), nmHKa (0,336 T, 5,14 MMmorb), muannaa mwHKa (3,62 1, 30,8 MMonb), Pd,(dba)s, (1,883 1, 2,06 MMoIb),
Xantphos (1,488 1, 2,57 mmonb), TMEDA (0,776 mu, 5,14 mmons) B8 IM®A (75 mit) npoayBany aproHOM B Te-
yenue 5 MuH 1 HarpeBaiu mpu 100°C B Teuenue 6 4. PeakimoHHy10 cMech OXJIaJuiH 10 KOMHATHON TeMIiepa-
Typhl, pazbaBunu EtOAc (250 mi), u orduasTpoBanu depe3 nenut, mpoMbiBas EtOAc (2x100 mi). @wistpar
KOHIIEHTPUPOBAJIH AocyXa U octaTok pactupanmu ¢ MeOH (10 mui). [Tomydennsiit ocanok cobpanu GpuiIbTpoBa-
HueM, nmpoMbun MeOH (2x3 mi), cynmmim ¢ mosrydeHneM MeTwi- 1 -(2-TpeT-0yToKcH-2-0kcodTr )-3-1imano- 1 H-
uHaa30u-6-kapookcunara (207d) (5,28 r, 16,74 mmons, Bexon 65,1%) B Bue 6€7I0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MTI'tr, IMCO-dy) & 8,61 (1, J=1,1 T, 1H), 8,05 (1, J=8,6, 0,8 T, 1H), 7,95 (1, J=8,6, 1,3
I'y, 1H), 5,65 (c, 2H), 3,93 (c, 3H), 1,41 (c, 9H);

MC (ES+): 338,4 (M+Na); MC (ES-): 314,3 (M-1).

Cramqus 4: TOJTy9IeHUE MeTrI-1-(2-(TpeT-0yToKCH)-2-0KCcOodTHI )-3-Kapbamow- | H-nHazom-6-
kapOokcmiaTa (207¢).

Peakmmst meTwi-1-(2-(TpeT-0yTokcu)-2-0kco3Tnn)-3-nuano- 1 H-unnazon-6-kapooxcmnara (207d) (5,18 1,
16,42 mmons) B aTanone (50 mi), ucnonsiys kour. NH,OH (30 M) u H,O, (BomH. 35%, 10,16 M, 99 Mmmoib)
10 METOIWKE, TPHUBEIECHHOW Ha cxeMe 65, mama mociie oOpaboOTKHM PEakIMOHHONW cMecHu MeTHi-1-(2-Tpet-
OyTokcu-2-0KcoaTHI)-3-Kapbamomi- | H-mana3on-6-kapookcumnar (207¢) (3,4 r, 10,18 mmonp, Bexon 62%) B
BHJie OENIoro TBEPOro BEIIECTBA;

'"H SIMP (300 MI'n, IMCO-dg) & 8,43 (1, J=1,1 I', 1H), 8,30 (mn, J=8.,6, 0,8 'y, 1H), 7,90-7,81 (m, 2H),
7,54 (c, 1H), 5,49 (c, 2H), 3,92 (¢, 3H), 1,41 (c, 9H);

MC (ES+): 333,4 (M+1).

Cramust 5: momydenue 2-(3-kapbamoni-6-(MeTokcukapOonwn)-1H-uHaa30-1-11)yKCycHOH  KHCIIOTHI
(2079).

Peakmus metmi-1-(2-(Tper-0yToKcH)-2-0kcoaTrn)-3-kapbamori- 1 H-unnazon-5-kapbokcunara (207¢) (3,3
T, 9,9 Mmonp) ¢ TOK (3,81 mi, 49,5 mmons) B JIXM (50 mit) mo MeToIuKe, MPUBSACHHON TSI CTAIUA 2 CXEMBI
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2, pama mocine 0OpabOTKM peakuoHHOW cMecu 2-(3-kapbamomi-6-(Merokcukapoonmn)-1H-unnazon-1-
mn)ykcycHyto kuciotry (207f) TOK cons (2,8 T, 7,16 MMoib, BeIxoq 72%) B Buae Oeloro TBEpJOTo BEIECTBA,
KOTOPOE HCIOJIb30BATIH Ha CIEAYIOLIEH cTaany 03 JOMOTHUTEIbHON OUNCTKH;

'H SIMP (300 MI', IMCO-dg) & 13,37 (c, 1H), 8,47-8,41 (m, 1H), 8,35-8,24 (M, 1H), 7,90-7,80 (M, 2H),
7,54 (c, 1H), 5,50 (c, 2H), 3,91 (c, 3H);

MC (ES+): 278,3 (M+1); MC (ES-): 276,2 (M-1).

Cramqus 6: TIOJTyICHUE MeTriI-3-kapoamomni- 1-(2-((2-((3-xmmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHI)- | H-uHmazon-6-kapbokcumnara (207g).

Peakmmust TOK ammykra 2-(3-kapbamomin-6-(MeTokcukapOoHmn)-1H-uaaa3om-1-mr)ykcycHOH KUCIOTHI
(207%) (1,82 1, 4,65 mmonb) ¢ N-(3-xmop-2-pTopoen3mn)-2-(ruknonponuiamMuHo )areramuaom (10b) (1,43 T,
5,58 MMoJIB) IO METOMKE, IIPUBEACHHOM JUIsl CTaAMU 3 CXEMBI 2, aJia 1mocje 00paboTKH peakMOHHOW CMECH H
OYHCTKH C IMOMOIIBIO (HIIBII-KOJIOHOYHOH XxpomMaTorpadun [cmmkarens (40 r), amoupyst DMA8O B JIXM ot 0
mo 40%)] wmetmin-3-kapoamomni-1-(2-((2-((3-x10p-2-hTopOESH3MIT)aMUHO )-2-0KCOITILT )( IIUKIOTPOIIHI ) aMUHO )-2-
okcoatin)- 1 H-nnnazon-6-kapookcunar (207g) (1,6 r, 3,10 Mmoinb, Beixon 67%) B BHIE JKENTOrO TBEPIOTO Be-
IIeCTBA;

'H SIMP (300 MI', IMCO-dg) & 8,52 (t, J=5,9 T'u, 1H), 8,38 (1, J=1,1 T'u, 1H), 8,29 (un, J=8,5, 0,8 Ty,
1H), 7,87 (c, 1H), 7,83 (an, J=8,6, 1,3 I'u, 1H), 7,50 (¢, 1H), 7,44 (nnn, J=8.8, 7,3, 1,7 I'y, 1H), 7,21 (tx, J=7.3,
6,8, 1,7 I'u, 1H), 7,06 (tm, J=7,9, 1,1 T'u, 1H), 5,80 (c, 2H), 4,33 (1, J=5,7 ', 2H), 3,99 (c, 2H), 3,88 (c, 3H),
3,17-3,04 (m, 1H), 1,07-0,99 (M, 2H), 0,97-0,88 (M, 2H);

PF SIMP (282 MTI'ty, IMCO-dg) & -121,65;

MC (ES+): 538,5 (M+Na); (ES-): 514,4 (M-1).

Cxema 208
H;CO,C HOLC

Y

N\)L p o ’EENJ’L”;Q
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207g o 208a

[Monyuenne 3-kapoamon-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT ) aMHHO )-2 -
okcoaTnn)- 1 H-nana3oin-6-kapO6oHoBoii kucioThl (208a).

Peaxtmst MeTmit-3-kapoamon- 1 -(2-((2-((3-xsop-2-GTopOeH3mIT ) aMHHO )-2 -OKCOI T ) (ITUKIOTTPOITHIT ) -
aMUHO)-2-0kc03TrN)- 1 H-nanazon-6-kapookcunarta (207g) (1,6 r, 3,10 mmons) B MeOH (25 mur) m Bomoit (25
M) ¢ ruapatoM runpokcuaa gutus (0,78 r, 18,61 MMonb) Mo METOAWKE, MPUBEACHHOW JUIS CTAIUH 2 CXEMBI
129, mama mocne oOpabOTKU peaknuoHHOW cMecu 3-kapOamowi-1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMHHO)-2-
OKCOATHI ) (IIUKJIOTIPOITHII )aMHIHO )-2-0Kc0od TN ) - | H-uHna3on-6-kapoonoByto kucnory (208a) (1,3 r, 2,59 mmons,
BbIX0J 84%) B BUie O€JIOT0 TBEPIOTO BEIIECTBA C METAIUIMYECKUM OTTCHKOM, KOTOPYIO HCIOJIB30BaH HA Clie-
JYIOIICH cTaquu 03 TOTIOHUTEIFHON OYHCTKY;

'H SIMP (300 MTI'ti, IMCO-dg) & 13,18 (c, 1H), 8,52 (t, J=5,8 I'n;, 1H), 8,36 (c, 1H), 8,26 (1, J=8,5 I'y,
1H), 7,95-7,76 (m, 2H), 7,58-7,39 (M, 2H), 7,34-7,18 (M, 1H), 7,09 (T, J=7,9 I'u, 1H), 5,79 (c, 2H), 4,33 (1, J=5,7
I'm, 2H), 3,99 (c, 2H), 3,14-2,98 (M, 1H), 1,09-0,97 (M, 2H), 0,97-0,83 (M, 2H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,60;

MC (ES+): 502,4 (M+1); MC (ES-) 500,4 (M-1).

Cxema 209
N
HO,C N\)J\ DPPA - N \)J\
/\n/ /D TEA N/ﬁr
A © 1650 ° 209a CI
é Hel HN\% /\n,N\)J\
HsC CI

209b

[Monyuenne N-(3-amermi-1-(2-((2-((3-xm0p-2-pTOpOEH3MIT)aMUHO )-2-0KCOITHI ) (LIUKIOIPOITHIT ) aAMHHO)-2 -
okcoaTin)- 1 H-unmon-5-un)-3,3-mud ropmunepuans- 1 -kapookcamunaa (209b).

Cramqus 1: MOJTyYeHNE 3-anetmi-1-(2-((2-((3-xmop-2-pTopOeH3 I )aMHUHO)-2 -
OKCOITHI) (ITUKIIOTIPOIIHI ) aMHHO )-2-0Kc0odTHI )- | H-uamon-5-kapoonunaszuna (209a).

Coenunenne  3-ametmi-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT )aMHHO )-2 -
okcodThn)- 1 H-uanon-5-kapbonmnazuma (209a) TTOJTy9aif u3 3-anetmit-1-(2-((2-((3-x10p-2-
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(hTopOEH3MIT)aMIHO )-2-0KCOATHI ) (IIUKJIOTPOITHIT )aMHHO )-2-0Kc03THN )- | H-nHmon-5-kapOoHoBOM KHCJIOTBI
(165b) (1,8 1, 3,60 MMOJIB) IO METOANKE, IPUBEICHHON /I CTaauu 3 cxeMbl 129 ¢ moimydeHneM npoIyKTa;

MC (ES-): 523.4 (M-1).

Cramus 2: momyuenne N-(3-amerwi-1-(2-((2-((3-xmop-2-pTopOeH3mn)aMiHO )-2-0KCOI T ) (ITUKIOTTPOITHIT ) -
aMUHO)-2-0kc03TrN)- | H-uanon-5-mn)-3,3-mud roprnmnepunnt- 1 -kapobokcamuna (209b).

CoennHeHme (209b) TIOJTyYaiTu u3 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -
OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHI )- | H-uamon-5-kap6onmunaszuaa (209a) (200 mr, 0,38 mmons) u 3,3-
mudTopriuniepuauH ruapoxiopuaa (120 mr, 0,76 mmons), ucnonsdys TEA (0,21 mm, 1,51 MMoib) B KadecTBe
OCHOBAHHMSI 110 METOJIMKE, IPUBEICHHOMN Uil ctamuu 4 cxeMbl 129 ¢ monydeHneM mnocie 00paboTKH peaKkInoH-
HOM CMECH U OYHMCTKH KOJIOHOYHOH Xxpomatorpaduei [cunukarens (12 r), smoupys DMASO B IXM ot 0 mo
40%] (45 mr, 0,073 Mmmonb, 19%) B Buie 6€7I0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MT't, JIMCO-de) & 8,65 (c, 1H), 8,47 (r, J=5,8 ', 1H), 8,21 (c, 1H), 8,19 (¢, 1H), 7,45 (1,
J=7,6 I'n, 1H), 7,41-7,28 (m, 2H), 7,24 (1, J=7,1 I'n, 1H), 7,12 (T, J=7,9 T'u, 1H), 5,39 (c, 2H), 4,35 (1, J=5,7 'L,
2H), 4,00 (c, 2H), 3,81 (1, J=12,1 I'ny, 2H), 3,52 (T, J=5,3 ', 2H), 3,17-2,97 (M, 1H), 2,41 (c, 3H), 2,16-1,94 (M,
2H), 1,79-1,59 (m, 2H), 1,04-0,88 (M, 4H);

PF SIMP (282 MI', IMCO-de) & -101,12, -121,63;

MC (ES+): 618,6 (M+1); MC (ES-): 616,5 (M-1).

Cxema 210

J@ O E Wﬁfj

CI/\[( cho3
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(D/ 210a 210b
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[Honyuenue 1-(2-((2-((3-x510p-2-pTOpOEH3MIT)aMHHO ) -2 -0KCOITHI ) ((TIKC)-3-
(THAPOKCUMETHT)IIUKIIO0Y THIT)aMHHO )-2-0KkcodTH ) - | H-urnazon-3-kapookcamuma (210b).
Cramqus 1: MOJTy9eHUE N-(3-xm0op-2-propdensmn)-2-(((1uc)-3-(TuapoKCUME THI ) ITUKIOO0 Y THIT ) -

amuHo)anetamuaa (210a).

Peakmmst  2-xmop-N-(3-xmop-2-propbensmn)aneramuna (35b) (300 wmr, 1,27 mmonb) ¢ ((mmc)-3-
aMUHOIIMKJIOOYTHIT)METAaHOJ THAPOXIopuaAoM (262 mr, 1,91 MMOIIB) MO0 METOAMKE, IPUBEACHHOMN TSI CTAINH 2
cxembl 35, mama mocie o0paboTkm  peakimoHHOHW cMmecu  N-(3-xmop-2-¢ropOen3un)-2-(((mmc)-3-
(THAPOKCUMETILT)IUKITIO0Y THIT)JaMIHO JarieTaMuy (210a) B BUIe Maciia, KOTOPOE HCIIOIH30BAIH Ha CICAYIOIICH
cTamuu 0e3 TOTIOTHUTEILHOW OUNCTKH;

MC (ES+): 301,4 (M+1); MC (ES-): 299.4 (M-1).

Cragus 2: MOJTyYeHHE 1-(2-((2-((3-x50p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITHI ) ((11Hc)-3-
(THAPOKCUMETILT)IIUKIIO0Y THIT)aMHHO )-2-0KcodTHN ) - | H-uHnazon-3-kapookcamuma (210b).

Peakmms  N-(3-x1op-2-dropoensmn)-2-(((uunc)-3-(ruapokcuMe T ) unKio0y Tvin)aMuHo Jarieramuaa  (210a)
(169 wmr, 0,56 mmois) ¢ 2-(3-kapbamown-1H-unaazon-1-mwr)ykcycHoit kuciorout (2¢) (123 mr, 0,56 MMoIb) 1O
METOJIMKE, MPUBEJACHHON JUIsl CTAJNA 3 CXEMBI 2, Jlaa mocjiae 00paboTKH peakKIMOHHONH CMECH M OYMCTKHU KOJIO-
HOYHOH (imI-xpomarorpadueii [cumuikarens (12 1), amrounpys MeOH B JIXM ot 0 go 30%] 1-(2-((2-((3-xm0p-
2-propOeH3un)aMuHO )-2-0KcOATHI ) ((1IKC)-3 -(THAPOKCUMETHIT ) ITUKIO0 y THIT ) aMIHO )-2-0KcodTHI)- | H-mHmazom-
3-xkapbokcamup (210b) (53 wmr, 0,11 Mmons, BeIxon 19%) B BHIe 6e0ro TBEPAOTO BEIIECTBA CMECH ABYX POTa-
IIHOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dy) & 8,89 (1, J=5,8 I'ry) u 8,42 (1, J=5,9 I'n) (2t, 1H), 8,23-8,13 (m, 1H), 7,70
(c, 1H), 7,62-7,00 (M, 7H), 5,56 u 5,40 (2¢c, 2H), 4,59 u 4,52 (1, J=5,2 T'u) (21, 1H, oomenuBaromuiics ¢ D,0),
4,55-4,37 (m, 1H), 4,47 (1, J=6,2 T) u 4,34 (1, J=5,9 ' (2d, 2H), 4,28 u 4,01 (2¢, 2H), 3,43-3,28 (M, 2H), 2,34-
1,66 (M, SH);

PF SIMP (282 MI', IMCO-de) & -121,25, -121,66;

MC (ES+): 502,5 (M+1), 524,5, 526,5 (M+Na); MC (ES-): 500,4 (M-1), 536,4 (M+C]).

Cxema 211
H2N
N3
N
O '2‘/\“/ \)]\ /IJ \%N/\H/N\)J\
H,N
145a 211a CI
[Monyuenne 5—(3-6eH3HnypeHz[o)-1—(2-((2 ((3-xmop-2- (bTop6eH31/m)aMI/1Ho) 2-0KCOATHIT)(M30TIPOTIHI )-
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aMUHO)-2-0kcoaTrn)- 1 H-urna3on-3-kapookcamuna (211a).

Peaxius 3-kap6amont-1-(2-((2-(3-xmop-2-hTopOEH3MITAMHHO ) -2 -OKCOITHIT ) (M30TIPOIIHIT )aMHHO ) -2 -
okcoatmn)- 1 H-uanazon-5-kapoonnnasuaa (145a) (150 mr, 0,284 MmMomnp) B Tomyoste (15 mi) ¢ heHnIMeTaHaMu-
HoM (60,8 Mmr, 0,567 Mmomh), ucrionb3ys TEA (0,16 mi, 1,13 MMomb) B kKadecTBe OCHOBAHUS MO METOIHUKE, TIPH-
BEJICHHOU JIIs cTaguu 4 cxembl 129, mana mociie 00pabOTKH PEaKIMOHHON CMECH M OYUCTKH KOJOHOYHOU XpO-
Matorpaduert [cummkarens (12 1), amoupyst DMASO B IXM ot 0 mo 40%] 5-(3-6em3mmypenno)-1-(2-((2-((3-
XJI0P-2-PTOPOCSH3IIT)aMHHO )-2-0KCOITHIT )(M30TIPOTIFIT ) aMHHO )-2-0kcoaTh) - | H-uaaazon-3-kapookcamun (211a)
(11 mr, 0,018 Mmmoms, BBIXOT 6%) B BHE 6€7I0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-ds) (cMech IBYX pOTAalMOHHBIX m30MepoB) & 8,81 (r, J=5,7 ') u 8,36 (,
J=5,9 T'm) (21, 1H), 8,74-8,64 (m, 1H), 8,24 u 8,20 (2c, 1H), 7,63-7,54 (M, 1H), 7,52-6,99 (M, 11H), 6,58 (T,
J=5,7 T'u, 1H), 5,52 u 5,39 (2¢, 2H), 4,61-4,23 (m, 5SH), 4,17 u 3,83 (2¢, 2H), 1,21 (7, J=6,5 I'n) u 0,98 (1, J=6,8
I'w) (2z, 6H);

PF SIMP (282 MTI'n, JIMCO-d¢) & -121,23, -121-76;

MC (ES+): 608,6 (M+1); MC (ES-): 606,6 (M-1).

Cxema 212
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Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT )-5-
(mmpumuauH-5-un)- 1 H-nanazon-3-kapookcamuna (212a).

Peaxius 5-6pom-1-(2-((2-((3-x50p-2-pTOpOEH3NIT)aMHUHO )-2-OKCOITHI ) (LIUKIOTPOITHIT ) AMHHO ) -2 -
okcoaTii)- 1 H-nanazon-3-kapookcamuaa (140a) (125 mr, 0,23 MMOJIB) ¢ MTUPUMUANH-5-MIOOPOHOBOM KHCIOTOH
(32 wmr, 0,256 MMoOIIB) IO METOTUKE, TPUBEICHHOM Ha cxeMe 100, qanma mocie 00pabOTKU PEaKIIUOHHOW CMECH U
OYHNCTKH KOJIOHOYHOH (immi-xpomaTorpacdueit [cunukarens (12 1), amronpys DMASO - IXM ot 0 no 30%] 1-
(2-((2-((3-xy0p-2-PpTOPOESH3MIT)aMHHO )-2 -OKCOITHIT ) (ITUKIIOTIPOITHI ) AMHHO )-2-0KCOATHI ) -5 -(MAPUMHUTHH-5 -1 ) -
I H-uana3on-3-kap6okcamus (212a) (69 mr, 0,13 mmons, BeIxoq 55%) B BuIe 0€10T0 TBEPIOTO BEIIECTRA,

'H SIMP (300 MI'u, IMCO-dg) & 9,21 (c, 1H), 9,17 (c, 2H), 8,56-8,44 (v, 2H), 7,89-7,78 (m, 3H), 7,54-
7,39 (m, 2H), 7,27-7,19 (M, 1H), 7,17-7,07 (M, 1H), 5,73 (c, 2H), 4,34 (#, J=5, 7 I'y, 2H), 4,00 (c, 2H), 3,15-3,02
(M, 1H), 1,08-0,96 (M, 2H), 0,99-0,86 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,57;

MC (ES+): 536,6 (M+1), 558,5 (M+Na); MC (ES-): 534,5 (M-1), 570,5 (M+CI).

Cxema 213

%

N
) s

o
o N\)J\ HN \N(
F
HN 145a RN, 210 cl

Monyuenne 1-(2-((2-((3-xmop-2-hTOpOEH3NIT)aMHIHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(4-
MeTWIIHTIepa3uH- 1 -kapbokcamuo)- 1 H-uanazon-3-kapookcamua (213a).

Peaxius 3-kap6amont-1-(2-((2-(3-xmop-2-hTopOeH3MITAMHHO ) -2 -OKCOITHIT ) (M30TIPOIIHIT )aMHHO ) -2 -
okcoatin)- 1 H-unnazon-5-kapbonmnazuna (145a) (150 wmr, 0,284 wmmoms) B Tonmyosme (15 mim) ¢ 1-
MeTranunepasuaom (56,8 mr, 0,567 mmons), ucrons3yst TEA (0,16 mu1, 1,13 MMoIb) B KauecTBE OCHOBAHHUS 110
METOJMKE, IPUBEICHHOM A cTamuu 4 cxembl 129, nana mociae oOpabOTKU PeaKIIMOHHOW CMECH UM OYUCTKH KO-
JOHOYHOH xpomaTorpadueil [crmmukarens (12 1), amoupys DMASO B IXM ot 0 no 40%] 1-(2-((2-((3-xm0p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (M30IIPOITHI )AMHHO )-2-0KCOITHI )-5-(4-MeTrUnepa3uH- 1 -kapOokcaMu 10 )-

I H-uana3on-3-kap6okcamua (213a) (31 mr, 0,052 mmouns, Berxox 18%) B Bume 6€70T0 TBEpAOTO BEIIECTBRA;

'H SIMP (300 MTI't, IMCO-ds) (cMech ABYX pOTAalMOHHBIX M30MepoB) & 8,82 (t, J=5,7 ') u 8,36 (,
J=5,8 T'm) (21, 1H), 8,65 (c, 1H), §,19-8,15 (m, 1H), 7,64-7,01 (m, 7H), 5,53 u 5,39 (2¢, 2H), 4,60-4,25 (M, 3H),
4,17 u 3,83 (2¢c, 2H), 3,50-3,43 (M, 4H), 2,39-2,31 (M, 4H), 2,23 (c, 3H), 1,21 (m, J=6,6 I'n) u 0,98 (1, J=6,8 I'm)
(2n, 6H);

PF SIMP (282 MI'n, IMCO-de) & -121,22, -121,79;

MC (ES+): 601,5 M+1); MC (ES): 599,5 (M-1).
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Cxema 214
LBLO tBuO
1-BUO /}\\ 0)\
Pd(CAcy, 07 '} N
o}ﬂ TPP : Cs:C0; N TOK
N —_ Ny —_— % o —
N OErcHM alleTarbIernga OH N
}D\OH HaN"%y | Sy RN o M
NC =N L N
214a 214h y 214c #
3 CHgz
HO W © F p
N

)
N
N, \()\
o HATU, DIPEA 'ﬂ/\g’ ﬁ
HNTY, |N\\[) V@A =N s
214d Q’N |

Homyuyenne 1-(2-((2-((3-xm0p-2-hTOpOCH3MUIT)aMUHO )-2-0KCOITHIT)(U30IPOIIHIT )aMUHO )-2-0KCOITHI )-5-((4-
METWIMUPUMUANH-2-n1)MeToKeH)- 1 H-nanazon-3-kapbokcamuna (214e).

Cranus 1: nomxyaenue Tper-0yTmi-2-(3-kapoamon-5-runpokcu-1 H-nnnazon-1-nm)anerara (214b).

CwMmech Tper-OyTmi-2-(3-maHo-5-rugpokcn-1H-unnaszon-1-um)anerara (214a) (mosydeHHOTO MO METOY,
npuBeneHHoMy Altmann, Eva et al. B MexnayHapomnoii myomukaunu PCT WO 2014/002053, 360 mr, 1,32
mMMob), anerat namutaaus(1l) (30 mr, 0,13 mmouns), Tpudenundocduna (69 mr, 0,26 MMOJIb) OKCUMA alleTaIbIe-
rumga (0,16 v, 2,63 mmois) B aTanose (8 mir) u Bogoi (2 mur) HarpeBaiu 10 90°C B TeueHue 2 4. PeakiinoHHyI0
CMECh OXJIAJWIIA 10 KOMHATHOH TemmepaTypsl, pazdaBunu EtOAc (50 mur), oThMIBTpOBAIN Yepe3 CIIOH IeNTuTa
Y BBITIAPUIIH JocyXa. [1oydeHHBIH OCTAaTOK OYHUINAIN KOJIOHOYHOH (mii-xpomaTorpadueid [cuiamkareis, (12 1)
amonpys EtOAc B cmecu rekcanoB 0-100%] ¢ momyuenmeM Tper-OyTmi-2-(3-kapbamoni-S-runpokcu-1H-
uHpazoun-1-mmanerara (214b) (351 mr, 1,21 mmons, Beixon 91%) B Buae 0€10T0 TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-d¢) 8 9,41 (c, 1H), 7,67-7,47 (m, 3H), 7,28 (c, 1H), 6,97 (an, J=8,9, 2,4 I',
1H), 5,26 (c, 2H), 1,41 (c, 9H);

MC (ES+): 292,1 (M+1), MC (ES-): 290,3 (M-1).

Cranust 2: moixydeHue Tper-0yTii-2-(3-kapoamomi-5-((4-MeTHANMMpUMHINH-2-11)MeToken)-1 H-uanazon-
1-um)anerata (214c¢).

K pactBopy Tper-OyTmi-2-(3-kapbamoni-5-ruapokcu-1H-unnazon-1-nmanerara (214b) (201 wmr, 0,69
mmons) B JM®PA (5 mi) npubaswim kapbonar nesus (0,28 r, 0,863 mmomb) u 2-(xmopmerwi)-4-
metwimupuMuanH (108 mr, 0,759 Mmois). PeaknimonHnyro cMech iepeMeInBaIi Ipyd KOMHATHOM TeMIiepaTrype B
TedeHue 13 9 u moracmii xoJoaHo# Bomoi (50 mur). I[TomydeHHBIN 0cagok codpanu GUILTPOBaHUEM, TIPOMBIBA-
aM BoJOM (2x25 wmul), CymmiIM TpH HOHIKEHHOM JaBiieHnd Haja P,Os ¢ momydeHuweMm Tper-OyTii-2-(3-
kapOamoni-5-((4-MeTumupUMUARH-2-11)MeTokcH)- | H-uanazon-1-mr)anerara (214c) (152 wmr, 0,38 mMmoib,
BBIX0J 55%) B BHJIe 6€TI0T0 TBEPAOTO BEIIECTBA,;

'H AMP (300 MI't, IMCO-dg) & 8,66 (1, J=5, 1 ', 1H), 7,67-7,60 (m, 2H), 7,59 (n, J=2,4 I'n, 1H), 7,38-
7,32 (m, 2H), 7,20 (nn, J=9,1, 2,4 T'n, 1H), 5,30 (¢, 2H), 5,25 (c, 2H), 2,49 (c, 3H), 1,41 (c, 9H);

MC (ES+): 398,5 (M+1), 795,9 2M+1); MC (ES-): 396,4 (M-1).

Cramqus 3: TOJTy9ICHUE 2-(3-kapbamowni-5-((4-Me THIMTUPUMHTUH-2 -1 )MeTOKCH )- | H-mHpazon-1-
W) YKCYCHOU KHUCTOTHI (214d).

Peakums Tper-OyTmin-2-(3-kapbamoni-5-((4-MeTHIUPUMUANH-2 -1 )MeToKcH)- | H-nHnaszon-1-wmm)anerara
(214c) (138 wmr, 0,35 mmoip) ¢ TOK (0,54 mi, 6,94 mmons) B IXM (10 M) Mo METOIUKE, IPUBSIACHHOM IS
CTaJIuH 2 CXEMHI 2, Jana mociiec 00pabOTKH PeaKIIMOHHOW CMECH M PACTHPAaHUS CO cMeChio rekcanoB, TOK comb
2-(3-xkapbamoni-5-((4-MeTHIIMUPUMUIUH-2 -1 )MeTOKCH)- | H-uHa30- 1 -nn)ykcycHoit kucnotsl (214d) (148 wr,
0,33 mModb, BEIX0T 94%) B BHIE OSIIOTO TBEPIOTO BEIIECTBA C METAJUIMICCKAM OTTCHKOM;

'H SIMP (300 MI'u, JIMCO-de) & 13,4 (ym. c., 1H), 8,67 (1, J=5,1 T'n, 1H), 7,68-7,62 (m, 2H), 7,58 (x,
J=2,4T'n, 1H), 7,39-7,29 (M, 2H), 7,19 (nx, J=9,1, 2,4 I'y, 1H), 5,31 (c, 2H), 5,26 (c, 2H), 2,49 (c, 3H);

MC (ES+): 342,4 (M+1).

Cramus  4: momyderne  1-(2-((2-((3-x5op-2-pTopOeH3wm1)aMIHO )-2-0KCOITHI )(M30TIPOTIHIT ) aMHHO )-2 -
OKCO3THN)-5-((4-METUITTUPUMHUINH-2-UT)METOKCH )- | H-uHnazomn-3-kapbokcamuaa (214e).

Peakmst TOK 2-(3-xapbamomii-5-((4-MeTHIMTUPUMHIAH-2-WT)METOKCH)- | H-mHIa301- 1 -1i1) yKCycHOM KH-
ciotsl (214d) (103 mr, 0,23 MmMoub ¢ N-(3-x510p-2-pTopOen3mn)-2-(u3onpomunamMuHo ))aretamuaom (19¢) (70 mr,
0,27 MMOJTB) TIO METOIMKE, TIPUBEACHHOM IS CTAJMK 3 CXEMBI 2, ajia 1mocie 00padoTKH peaKIMOHHONH CMECH U
OYHCTKH C IOMOIIBIO (pIdMI-KOJIOHOYHOW XpomaTorpaduu [crmmkarens (12 1), amoupyss DMASO B IXM, ot 0
JI0 100%] 1-(2-((2-((3-xn0p-2-pTOPOEH3NIT)aMUHO ) -2 -OKCOITHIT ) (M30IPOIIHIT )aMHHO )-2-0KCOATHI)-5-((4-
METHITTHPUMHUTUH-2-WT)MEeTOKCH )- | H-unnazon-3-kapbokcamuy (214¢) (94 mr, 0,16 mmors, Berxon 71%) B Buze
6€eJ10T0 TBEP/IOTO BEIIECTBA C METAJUIMIECKIM OTTEHKOM, KaK CMECH JIBYX POTALMOHHBIX H30MEPOB;
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'H SIMP (300 MI'ti, IMCO-dg) & 8,82 (1, J=5,7 T'wy) 1 8,36 (1, J=6, 1 I'ry) (21, 1H), 8,67 (1, J=5,1 I'n;, 1H),
7,61-6,98 (M, 9H), 5,54 u 5,40 (2¢, 2H), 5,26 u 5,25 (2¢, 2H), 4,60-4,49 u 4,28-4.22 (2m, 1H), 4,46 (1, J=5,5 I'n))
4,32 (1, J=5,8 Tw) (21, 2H), 4,16 1 3,83 (2¢, 2H), 2,49 (c, 3H), 1,25 (1) 1 0,98 (1, J=6.8 I'ny) (211, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,76;

MC (ES+): 582,6 u 584,6 (M+1), 604,6, 606,6 (M+Na); MC (ES-): 580,5 (M-1).

Cxema 215
NN
\_/
NH,
NH
N3 H\ Q.
Y (o] 0 Ry Y o
o N/WN\)I\N NN N
2T - Y
F TEA =N 0O .
HoN
% 145a cl HNTY,  215a cl

Monyuenne 1-(2-((2-((3-xmop-2-hTOpOESH3MIT)aMHIHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(3-
(mupuMuauH-5-mn)ypenno)- 1 H-uanazon-3-kapookcamuaa (215a).

Peaxius 3-kap6amont-1-(2-((2-(3-xsop-2-hTopOEH3MITAMHHO ) -2 -OKCOITHIT ) (M30TIPOIIHIT )aMHHO ) -2 -
okcoaTin)- 1 H-unnazon-5-kapoonunasuna (145a) (150 mr, 0,284 mMmons) B Tonyone (15 Mi) ¢ mupUMUAWH-5-
amuaoM (54 wmr, 0,57 mmonb), ucnonszys TEA (0,16 mi, 1,13 MMoIib) B KauecTBe OCHOBaHUS MO METOIUKE,
NpUBEJICHHON 11 cTagun 4 cxembl 129, nana nocne oOpabOTKH PEeakIMOHHOW CMECH W OYHMCTKH KOJIOHOYHOM
xpomarorpapueir [cummkarens (12 1), smoupys DMA8O B AXM or 0 no 40%] 1-(2-((2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI )(M30IPOITHIT)aMHUHO )-2 -0KCOITIIN)-5-(3-(mupumMuanH-5-nm)ypenno)- 1 H-
nHaazou-3-kapookcamug (215a) (14 mr, 0,023 mmons, BeIxon 8%) B Buae 6€JI0T0 TBEPAOTO BELIECTBA;

'H SIMP (300 MI'u, IMCO-de) 8 9,36-9,09 (M, 2H), 8,044 u 8,935 (2c, 2H), 8,88-8,29 (m, 3H), 7,71-7,59
(M, 1H), 7,57-6,99 (M, 6H), 5,56 u 5,42 (2¢, 2H), 4,64-4,25 (m, 3H), 4,18 u 3,84 (2c, 2H), 1,22 (x, J=6,3 I'n) u
0,99 (n, J=6,7 T'n) (21, 6H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,22, -121-75;

MC (ES+) 596,6 (M+1); (ES-) 594,5 (M-1).

Cxema 216
HsCO
c N/\[fN\)J\ j@ _ion_ © N/\[]/N\)L
HsC 2064 216a C,
[Tonyuenne 3—aueTHn 1-(2-((2-((3-xmop-2- q)Top6eH3Hn)aMHHo) 2-0KCOATHIT)(30TIPOTTHI ) aAMHHO )-2-

okco3Thn)- 1 H-uana3on-5-kapOoHOBOM KUCTOTHI (2164a).

Peakmmst  metun-3-anetwi- 1-(2-((2-((3-xmop-2-pTopOeH3 w1 )aMIHO )-2-0KCOITHI ) ( M30TIPOTIHIT )aMHHO )-2 -
okcoaTn)- 1 H-unnazon-5-kapookcmnara (206d) (2,24 r, 4,33 mmones) B MeOH (25 mun) u Bogoit (25 M) ¢ rua-
patom ruapokcuna mutus (1,091 r, 26,0 MMOIJIB) IO METOAUKE, TPUBSACHHON s cTagun 2 cxembl 129, manma
nocine 00paboTkH PeaKUHOHHOM cMecu 3-anetnn-1-(2-((2-((3-x110p-2-hTopOeH3MIT)aMIHO )-2-
OKCO3THII)(M30IPOITMIT)aMUHO )-2-0KcoaTHI)- | H-nHazon-5-kapbonosyto kuciory (216a) (2,1 r, 4,18 mmons,
BEIX0Z 96%) B BUE 0EJI0r0 TBEPAOTO BEUICCTBA C METAIUIMYCCKUM OTTEHKOM, KOTOPOE MCIIOJIb30BAIM HaA ClIe-
JYIOIICH CTaquu 03 TOTIOHUTEIFHON OYHCTKY;

'H AMP (300 MI'u, AMCO-dg) (cMech IBYyX poTamuoHHEIX u3oMmepoB) 6 13,07 (¢, 1H), 9,21 (t, J=5,8 I'n)
u 8,62 (1, J=6,0 I'm) (21, 1H), 8,86-8,77 (m, 1H), 8,05-7,64 (M, 2H), 7,55-6,88 (M, 3H), 5,81 u 5,60 (2¢c, 2H),
4,64-4,20 (M, 3H), 4,26 u 3,84 (2¢c, 2H), 2,64 u 2,29 (2¢, 3H), 1,26 (1, J=6,4 I'm) u 1,00 (7, J=6,8 I'm) (21, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,29, -121,81;

MC (ES+): 502,4 (M+1); (ES-): 500,4 (M-1).

Cxema 217
HO
o] N/\er\/U\ K) DTFI‘EF/,AA O)\%N/\H/N\)L
H;C CI
216a 217a
N/\n/ \)L
217b C'

[Monyuenne N-(3-amerni-1 -(2—((2-((3—xnop—Z-CbTop6eH3Hn)aMI/1Ho)—2-OKcoaTHn)(monponﬂn)aMI/IHo)—Z-
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okcoatn)- 1 H-nanazon-5-nn)-3,3-nudropnunepuaun- 1 -kapobokcamuna (217b).

Cramusts  1: momydyenme 3-anetmi-1-(2-((2-((3-xmop-2-propOeH3mT)aMIHO)-2-0KCOATHIT)(N30TIPOTIHI)-
aMUHO)-2-0kc03ThN)- | H-uanazon-5-kapoonunasuaa (217a).

CoennHeHme 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHIT ) (M30IIPOTTHI )AMHHO )-2-
okcodTnn)- 1 H-uanazon-5-kapooHunasumaa (217a) MOJTydaTi u3 3-amermi-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHIT ) (M30TIPOITHI JAMHHO )-2-0KCcOodTH )- | H-mH1a3051-5-kapboHoBoH KucnoThI (216a)
(950 wmr, 1,889 MMoIb) IO METOMKE, MPUBEIACHHON IS cTamuu 3 cxembl 129 ¢ momydenmem nponaykta (1,4 T,
2,65 mmomb, BeIxog 140%), KOTOPBIH UCTIONH30BAIM Ha CIEAYIONICH cTaquu 06e3 JOMOJHUTENbHON ouucTKH. MC
(ES+): 528,5 (M+1).

Cramust 2: momydenne N-(3-anetwm-1-(2-((2-((3-xmop-2-¢propOeH3mT)aMIHO)-2-0KCOITHIT)(N30TIPOTIHI)-
aMHHO)-2-0kcoaTii)- 1 H-nanazon-5-nn)-3,3-qudropnunepuaus- 1 -kapdbokcamuna (217b).

CoenuHeHnue (217b) MOTyJaIu u3 3-anetui-1-(2-((2-((3-xsop-2-¢pTOpOCH3NIT)aMUHO )-2 -
OKCOATHII ) (M30TIPOITIIT)aMHHO )-2-0kc0o3Tmn) - | H-mHna3on-5-kapoonmnasuna (217a) (220 mr, 0,42 mmodb) u 3,3-
mudroprmnepunuH ruapoxiopuaa (131 mr, 0,83 mmons), ucnonszyst TEA (0,23 mi, 1,67 MMonb) B KadecTBe
OCHOBaHHS TI0 METOJIMKE, IPUBEIEHHON U cTaauu 4 cxembl 129 ¢ moiydeHneM mocie o0padOTKH PEeaKkInoH-
HOW CMECH W OYHCTKH KOJIOHOYHOW Xpomarorpadmueii [cumukarens (12 r), samoupys DMASO B JIXM ot 0 1o
40%] (32 wmr, 0,052 mmomnb, BeIxox 12,36%) mpoaykTa B Buze OeIOr0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI', IMCO-dg) (cMech JBYX POTAIHOHHBIX H30MepoB) & 8,93-8,31 (M, 2H), 8,24 (yur. c.,
1H), 7,65-7,00 (M, 5H), 5,64 u 5,48 (2¢c, 2H), 4,66-4,23 (M, 3H), 4,17 u 3,78 (2¢, 2H), 3,88-3,80 (M, 2H), 3,61-
3,47 (m, 2H), 2,59 (c, 3H), 2,19-1,95 (M, 2H), 1,84-1,60 (M, 2H), 1,24 (a, J=6,4 T'y) u 1,00 (7, J=6,8 T'y) (2x,
6H);

F SIMP (282 MI', IMCO-dg) & -101,15, -121,22, -121,78;

MC (ES+): 621,7 (M+1); (ES-): 619,6 (M-1).

Cxema 218

Br Y Q /\N\(/N \ V

o)
N\)'J\ N= N\)]\
K2CO3  Pd(PPh
rl\l/\n/ H 2CO3 (PPhg)4 r/\l/\n/ N
=N o =N (o]
F OH F
HoN 5 140a cl N_<\ } H,N 5 218a Y
©OH

Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(2-(numeTnnaMuHO \TUpUMUINH-5-1)- | H-uanazomn-3-kapbokcamuaa (218a).

Peaxmmst 5-6pom-1-(2-((2-((3-x0p-2-hTOpOEH3MIT )aMUHO )-2 -OKCOI T ) (ITUKIIOTTPOTTHI ) AMHHO )-2-
okcoaTin)- 1 H-unnazon-3-kapookcamuna (140a) (125 mr, 0,23 mMMmonp) ¢ 2-(IMMETHIAMUHO)THPUMHUIIH-S-
WIOOPOHOBOH KUcIoTOM (43 mr, 0,26 MMOITB) IO METOTUKE, MPUBEICHHOM Ha cxeme 100, mana mocie o0padoTKu
PeaKkuMOHHOM CMECH M OYHMCTKH KOJIOHOYHOW (ummI-xpoMaTorpadueii [cummkarens (12 r), smoupyst DMASO -
JAXM ot 0 mo 30%] 1-(2-((2-((3-xnop-2-hTopOeH3nIT)aMHHO )-2-0KCOITHIT ) (LIUKIIOMPOIIHII ) aMUHO )-2-OKCOITHII) -
5-(2-(nuMeTHIIaMUHO ) TUPUMUIIH-5 -11)- | H-nHaa3o0mn-3-kapookcamun (218a) (42 mr, 0,073 mMois, Berxox 31%)
B BHUJIe 0OEJI0TO TBEPAOTO BEIICCTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,69 (c, 2H), 8,50 (t, J=5,9 I'n, 1H), 8,28 (11, J=1,7, 0,9 I'u, 1H), 7,80-
7,62 (m, 3H), 7,51-7,39 (m, 2H), 7,28-7,19 (M, 1H), 7,12 (tn, J=7.,9, 1,0 I'ny, 1H), 5,69 (c, 2H), 4,33 (1, J=5,7 I'y,
2H), 3,99 (c, 2H), 3,18 (c, 6H), 3,13-3,02 (M, 1H), 1,05-0,96 (M, 2H), 0,97-0,86 (M, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,57;

MC (ES+): 579,6 (M+1), 601,6 (M+Na); MC (ES-): 577,5 (M-1), 613,6 (M+Cl).

Cxema 219
o
HO,C N3
Y 3 o
N DPPA N\)k
N N
YD Sy
(e} E — 0 E
HsCOC 201c cl HC™Y, 2193 cl

o) 219b cl

Momyuenne N-(3-ametwmi-1-(2-((2-((3-xmop-2-hTOopOSH3UIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT ) aMHHO )-2-
okcoatnn)- 1 H-uanon-6-mm)-3,3-mudroprmnepunn- 1 -kapookcamusa (219b).

Cramqus 1: MOJTyYeHUE 3-anetmi-1-(2-((2-((3-xmop-2-pTOopOeH3 M )aMUHO)-2 -
OKCOITHI) (ITUKIIOTIPOITHI ) aAMHHO )-2-0KCcOodTHI )- | H-unmon-6-kapoonmunaszuaa (219a).
CoenuHeHme (219a) TOJTy9aiTu u3 3-amerni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -
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OKCOATHI ) (IIUKJIOTIPOITHII )aMHIHO )-2-0Kc0odTHI ) - | H-uHmon-6-kapoonoBoit kucnoter (201a) (1,98 1, 3,96 mmoib)
M0 METO/MKE, IPUBEAECHHOM Ayt cTaanu 3 cxeMsl 129 ¢ nmomydenneM npoaykra (219a) (2,2 T, 4,19 Mmons, BBI-
xo11 106%), KOTOPBIA UCIIOIB30BAIN HA CIEIYIONICH cTaauu 0e3 JOTOTHUTEIHHOW OUYHUCTKY;

MC (ES-): 523,5 (M-1).

Cramus 2: momyuenne N-(3-amerwi-1-(2-((2-((3-xmop-2-pTopOeH3mn)aMuHO )-2-0KCOITHIT ) (ITUKIOTTPOITHIT ) -
aMUHO)-2-0kc03TrN)- | H-uanon-6-mn)-3,3-mud roprnunepunni- 1 -kapobokcamuna (219b).

CoennHeHme (219b) TIOJTy9aiTh u3 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -
OKCOITHI ) (ITUKITOTIPOTIHI ) aMHHO )-2-0KcOodTHI )- | H-uamon-6-kapoonunaszuaa (219a) (200 mr, 0,38 mmons) u 3,3-
mudroprmnepunuH ruapoxiopuaa (120 mr, 0,76 mmons), ucnonszyst TEA (0,21 mi, 1,51 MMonb) B KadecTBe
OCHOBAHHMSI 110 METOJMKE, MPUBEICHHON JuIs cTamuu 4 cxeMsbl 129, ¢ moimydeHneM mocie o0padoTKH peaKknnoH-
HOM CMECH U OYHMCTKH KOJIOHOYHOH Xxpomatorpaduei [cunmkarens (12 r), smoupys DMASO B IXM ot 0 mo
40%] (17 mr, 0,028 MmMoub, BBIX0H 7%) B BUIE OEIOT0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI';, IMCO-dg) & 8,66 (c, 1H), 8,47 (1, J=5,8 T', 1H), 8,19 (c, 1H), 8,01 (z, J=8,6 'y, 1H),
7,58 (1, J=1,8 I'n, 1H), 7,50-7,41 (m, 1H), 7,28-7,20 (M, 2H), 7,17-7,09 (M, 1H), 5,35 (c, 2H), 4,34 (n, J=5,7 'L,
2H), 4,00 (c, 2H), 3,79 (t, J=12,1 I'y, 2H), 3,56-3,46 (m, 2H), 3,13-3,01 (M, 1H), 2,40 (c, 3H), 2,16-1,95 (M, 2H),
1,78-1,59 (m, 2H), 1,02-0,98 (M, 2H), 0,97-0,90 (M, 2H);

PF SIMP (282 MI', IMCO-dg) & -101,11, -121,65;

MC (ES+): 618,6 (M+1); MC (ES-): 616,6 (M-1).
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Momyuenne 1-(2-((2-((3-xmop-2-hTOpOEH3NIT)aMHIHO )-2-0KCOITHIT )( H30TIPOITHI ) aMHHO )-2-0KCOATHII)-5-(3-
(mupuauH-3-mn) ypeuno)- 1 H-uanazon-3-kapookcamuaa (220a).

Peaxmus 3-kap6amont-1-(2-((2-(3-xsop-2-¢hTopOEH3MITAMHHO ) -2 -OKCOATHIT ) (M30TIPOIIHIT )aMHHO ) -2 -
okcoatin)- 1 H-nnnazon-5-kapoonmnazuna (145a) (150 mr, 0,28 mmons) B Tosyone (15 mur) ¢ mupuauH-3-
amuaoM (53 wmr, 0,57 mmons), ucnonszys TEA (0,16 mi, 1,13 MMoIib) B KauecTBe OCHOBaHUS MO METOIUKE,
NpUBEJICHHON 1 cTagun 4 cxembl 129, nana nocne oOpabOTKH PeakIMOHHOW CMECH W OYHMCTKH KOJIOHOYHOM
xpomarorpapueir [cummkarens (12 1), amoupys DMA8O B AXM or 0 no 40%] 1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI ) (M30TIPOITIIT)aMHHO )-2 -0KCOATHN ) -5-(3-(mupuanH-3-un)ypenno)- | H-uamason-
3-kapboxcamuy (220a) (22 mr, 0,037 mmoib, Beixon 13,04%) B Bume 6€70T0 TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) (cMech ABYX pOTAMOHHBIX n30MepoB) & 8,98 u 8,96 (2¢, 1H), 8,90-8,77 u
8,41-8,30 (2™, 3H), 8,66-8,56 (M, 1H), 8,22-8,13 (M, 1H), 8,02-7,91 (M, 1H), 7,67-6,99 (m, 8H), 5,55 n 5,42 (2c,
2H), 4,64-4,23 (m, 3H), 4,18 u 3,83 (2¢, 2H), 1,22 (1, J=6,3 I'y) 1 0,99 (7, J=6,7 I'm) (21, 6H);

PF SIMP (282 MI'i, IMCO-dg) & -121,21, -121,74; MC (ES+): 595,6 (M+1); (ES-): 593,5 (M-1).

Cxema 221
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IMomyuenue N—(3—Kap6aMOHJ1—l—(2-((2—((3-xnop-2-(1)Top6eH3I/IJ1)aMI/IHO)—2-0K003Tnn)(H30np0an)aMHHO)-
2-oxcoatun)- 1 H-uanazon-5-un)mopdonmu-4-kapookcamuaa (221a).

Peaxtmst 3-kap6amoni-1-(2-((2-(3-x10p-2-PTOpOEH3MITAMHUHO ) -2 -0KCOITHI )( M30TTPOITHIT )aMHUHO )-2 -
okcodtnn)- 1 H-uanazon-5-kapoonunazuaa (145a) (150 mr, 0,28 mmons) B Tomyoute (15 mir) ¢ mopdommaom (49,4
Mmr, 0,57 mmoutp), uctionb3yst TEA (0,16 mur, 1,13 MMomb) B Ka4ecTBe OCHOBAHHSI 110 METOJIWKE, MPUBEACHHON
Ut cTanuu 4 cxembl 129, nana mocie 00paboTKH PeaKIMOHHON CMECH M OYUCTKH KOJIOHOYHOW XpoMaTtorpadu-
et [cmmukarens (12 1), smoupys DMASO B AXM ot 0 mo 40%)] N-(3-xapbamoni-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI ) (M30MPOITHIT)aMHHO )-2-0Kc0od TN ) - | H-rHma301-5-mwn)mMop donuH-4-
kapOokcamu (221a) (33 mr, 0,056 Mmoib, Beixo 20%) B Buie 0SIOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,81 u 8,36 (21, J=5,7 ', 1H), 8,67 (c, 1H), 8,22-8,15 (m, 1H), 7,65-
7,00 (m, 7H), 5,53 u 5,40 (2¢, 2H), 4,61-4,23 (m, 3H), 4,17 u 3,83 (2¢, 2H), 3,66-3,56 (M, 4H), 3,47-3,39 (M, 4H),
1,21 (m, J=6,6 I'm) 1 0,98 (x, J=6,8 I'y) (211, 6H);

PF SIMP (282 MI', IMCO) & -121,22, -121,78; MC (ES+): 588,6 (M+1); MC (ES-): 586,5 (M-1).
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Cxema 222
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Moxyuenne (R)-1-(2-((2-((3-x10p-2-PTOpOEH3MIT)aMHHO)-2-0KCOATII)( | -THAPOKCUTIPOTIaH-2 -1 )aMHHO )~
2-okcoatn)-1H-unnazon-3-kapookcamuna (222b).

Cramust  1: momywenue (R)-N-(3-xmop-2-dpropbensmn)-2-((1-runporcunponan-2-mi)aMruHO )alieTaMHuIa
(222a).

Peaxums 2-xmop-N-(3-xmop-2-propdensmn)aneramuna (35b) (500 mr, 2,12 mmois) ¢ (R)-2-amuHONIpONIaH-
1-omom (318 wmr, 4,24 MMOJIB) IO METOJIMIKE, MIPUBEICHHOMN JUIA CTaJAUK 2 CXEMBI 35, nana mocie o0paboTKH pe-
akmnoHHOU cMmecH (R)-N-(3-xmop-2-pTopoensmn)-2-(1-ruapokcurnpornan-2-uaaMuHo )aretamus (222a) (582 wmr,
2,12 Mo, 100%), KOTOPBIH HCITOJIE30BANIA B TAKOM BHJIE Ha CIIEAYIONIEH CTaInN;

MC (ES+): 275,3 (M+1); MC (ES-): 273,3 (M-1).

Cramus 2: momydenne (R)-1-(2-((2-((3-xmop-2-hTopOeH3min)aMuHo)-2-0kcodTi )( 1 -Tuapokcunponan-2-
WJT)aMUHO )-2-0kco3Tud)- 1 H-urnazon-3-kapookcamuma (222b).

Peaxmms (R)-N-(3-xsop-2-¢rop6ensmn)-2-((1-rugpokcunponan-2-mn)amuno))aneramuaa (222a) (200 wr,
0,73 mmomb) ¢ 2-(3-kapoamomni-1H-nnnazon-1-m)ykcycHo# kuciotoit (2¢) (251 mr, 0,91 MMoib) o MeToauke,
NPUBEJICHHON JUIA CTQAWU 3 CXeMBI 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM
¢dmam-xpomarorpadueit [cumukarens (12 r), samoupys CMA80 8 CHCI; ot 0 1o 60%] (R)-1-(2-((2-((3-x110p-2-
(hropOeH3MIT)aMITHO )-2-0KCOATHN )( | -THIPOKCUITPOIaH-2-HT)aMUHO )-2-0Kco3THN )- | H-nHnazon-3-kapbokcamu g
(222b) (39 wmr, 0,082 MMois, BeIxon 9%) B Bujae 0€JI0ro TBEPAOro BEIIECTBA ¢ METATMYCCKUM OTTCHKOM, Kak
CMECH JBYX POTAIIHOHHBIX H30MEPOB;

'H SIMP (300 MTIw, JAMCO-d¢) 6 8,88 (T, J=5,7 I'm) u 8,61 (T, J=5,9 I'm) (2T, 1H, oOMeHuBaromuiics ¢
D,0), 8,24-8,13 (m, 1H), 7,71 (c, 1H), 7,60-6,94 (m, 7TH), 5,63 (x, J=3,6 T'm) u 5,42 (m, J=2,9 T'm) 2z, 2H), 5,51
(1, J=6,0 I'n) m 4,81 (1, J=5,7 I'm) (21, 1H, odmenuBaromuiics ¢ D,0), 4,59-3,74 (m, SH), 3,55-3,24 (m, 2H), 1,15
(1, J=6,6 T'm) 1 0,96 (1, J=6,9 I'm) (21, 3H);

PF SIMP (282 MI', IMCO-de) & -121,26, -121,65;

MC (ES+): 498,5 (M+Na); MC (ES-): 474,4 (M-1), 510,4 (M+CI).

CxeMa 223
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[Honyuenue N-(3-anerwmn-1-(2-((2-((2'-xmop-2-drop-[1,1"-Onudern |-3-ma)aMuHO )-2-0KCOITHI )(U30-

TIPOITHIT)aMUHO )-2-0Kc03THN )- | H-manazon-5-un)-3,3 -qud ropnunepuans- 1 -kapbokcamuaa (223c).

Cramuss  1: mosrydeHume — MeTwi-3-aneTu-1-(2-((2-((2'-xmop-2-gprop-[1,1'-6udennn]-3-mm)amunao)-2-
OKCO3THIT ) (M30TIPOITHIT)aMUHO )-2-0Kkc03TrN)- | H-uHna3on-5-kapookcunara (223a).

Peakmst TOK ammykra 2-(3-ametni-5-(Meroxcukapoonwmn)-1 H-uana3on-1-mn)ykcycHon kKucioTsl (206¢)
(237 1, 0,86 Mmonb) ¢ N-(2'-xn0op-2-pTopoudennn-3-mn)-2-(n3onpomnmiamuHo)anetamuaoMm (115¢) (250 wr,
0,78 MMOJTB) TIO METOIMKE, TIPUBEACHHOMN IS CTAJMK 3 CXeMBI 2, ajia 1mocie 00paboTKH peaKIIMOHHONH CMECH U
OYHCTKH C MOMOIIBIO (HIIBII-KOJIOHOYHOH XpoMaTorpadun [cumkarens (24 r), amoupyst DMA8O B JIXM ot 0
mo  20%)] werwmn-3-ametii-1-(2-((2-((2'-xmop-2-drop-[1,1'-6udennn]-3-mn)aMuHo)-2 -0KCOITHT ) (M30IIPOIIHLT )-
aMUHO)-2-0kcodTrn)- 1 H-unnazon-5-xapookcmnar (223a) (280 wmr, 0,48 Mmonb, Beixox 62%) B BuAe Oenoro
TBEPJIOTO BEIIECTBA C METAJUTUICCKAM OTTCHKOM;

'H SIMP (300 MI'n, IMCO-ds) (cMech ABYX pOTAaLHOHHEIX H30oMepoB) & 10,27 u 9,74 (2¢, 1H), 8,85 u
8,83 (mm, J=1,6, 0,8 T', 1H), 8,18-6,97 (M, 9H), 5,83 u 5,64 (2¢c, 2H), 4,69-4,57 u 4,38-4,26 (2m, 1H), 4,47 n
4,09 (2¢, 2H), 3,918 u 3,91 (¢, 3H), 2,657 u 2,65 (2¢, 3H), 1,29 u 1,07 2z, J=6,8 I';, 6H);
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MC (ES+): 579,6 (M+1), 601,6 (M+Na); MC (ES-): 577,5 (M-1), 613,5 (M+Cl).

Cragus 2: MOJTyYeHHE 3-anetui-1-(2-((2-((2'-xnop-2-¢prop-[1,1'-6npennn]-3-mr)amnHo)-2-
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0Kc03ThN )- | H-mHma301-5-kap60HOBO# KUCIOTHI (223b).
Peaxrmmst Metmi-3-anetui-1-(2-((2-((2'-xmop-2-¢prop-[ 1,1'-6ndenwn|-3 -mn)amMuno)-2-

OKCOITHIT ) (M30TIPOITHIT)aMIHO )-2-0Kc03ThN )- | H-mHmazon-5-kap6okcmnara (223a) (280 mr, 0,48 mmoins) B TT'®
(25 M) ¢ pactBOpoM ruzapata ruapokcuaa gutus (23 mr, 0,97 MmMois) B Boze (1 Mir) Mo MeToauKe, IPUBEICH-
HOW JJIs cTamuu 2 cXeMbl 29, mana mociie 00paboTKH peakMoHHo# cmecu 3-ametni-1-(2-((2-((2'-xmop-2-dTop-
[1,1'-6udennn]-3-mr)aMuHO )-2-0KCOITHIT ) (M30TPOTIHIT)JaMUHO )-2-0KC03THIN)- | H-nHIa3011-5-KapOOHOBYIO KHCITO-
Ty (223b) (250 mr, 0,44 MMmoITh, BEIXOT 92%) B BUIe OEIOTO TBEPIOTO BEUICCTBA;

'H SIMP (300 MI', JIMCO-dg) (cMechb IBYX poTamHOHHEIX m3oMepoB) & 13,01 (c, 1H), 10,27 u 9,74 (2¢,
1H), 8,83 u 8,82 (2¢, 1H), 8,19-6,97 (m, 9H), 5,81 u 5,63 (2c, 2H), 4,70-4,57 n 4,38-4,27 (2m, 1H), 4,47 u 4,09
(c, 2H), 2,65 1 2,64 (2¢, 3H), 1,29 u 1,07 2z, J=6,7 I'y, 6H);

F SIMP (282 MI'n, IMCO-de) & -126,85, -126,96;

MC (ES-): 563,6 u 565,4 (M-1).

Craaus 3: HOJydeHue N-(3-anerumn-1-(2-((2-((2'-xmop-2-rop-[ 1,1'-6udennn]-3-mr)ammuno)-2-
OKCO3THII)(M30IPOITHIT)aMUHO )-2-0KcodTHI)- | H-nunazon-5-un)-3,3-andropnunepuani- 1 -kapookcamuaa
(2230¢).

K pactBopy 3-amerwmi-1-(2-((2-((2'-xmop-2-¢drTop-[1,1'-6udenmn]-3-mr)aMuHo)-2-0KCOITHI ) (M30TPOITHIT)-
aMUHO)-2-0kc03TrN)- | H-nHnazon-5-kapoonoBoit kucnotsl (223b) (150 mr, 0,27 MMmons) B Toryose (4 M) Tipu-
6aswmm TpudTHIamMuH (0,19 M, 1,33 mmouns), nudermndocpopazumat (110 mr, 0,4 MMOIIB) U TIEpEMEITHBAIH
Mpu KOMH. TeMmIl. B TedeHue 2 4. K peaknmonHoi cmecu nmpubaBuiu nuokcad (2 mur) u HarpeBanu npu 90°C B
TedeHue 2 4. PeakMOHHYI0 CMECh OXJIATIWIN IO KOMH. TeMIL., TpuOaBuiu 3,3-1u(TOPIUTIEPUINH THAPOXIOPHUT
(84 mr, 0,53 Mmob) 1 ipogomkmu epeMentuBanue mpu 90°C B Tedenune 20 4. PeaknmoHHYI0 cMeCh OXJIaIrIn
JI0 KOMH. TeMIL., pazaenmwid Mexay 0,5 M Boxn. HCI1 (40 mur) u EtOAc (50 mur). BoaHbI# ¢i10i OTAETHIN U 9KCT-
paruposamu EtOAc (40 mur). Opranndeckre cion CMeIIainy, IPOMBUIN HACBIIIEHHbIH BoxHbII pacTBop NaHCO;
(40 MIT), HACBIIICHHBIM BOJHBIM PACTBOPOM XJIOPWAA HATPHS, CYIIMIH, (GUIBTPOBAIMA M KOHIICHTPUPOBAIU B
BakyyMe. [lomy4eHHbI ocTaTOK OYMINANN KOJIOHOYHOU (udmI-xpomarorpaduert [cunukarens (12 1), amoupys
MeOH: EtOAc (9:1) B cmecu rekcanoB ot 0 no 70%] ¢ momyyennem N-(3-aumerwin-1-(2-((2-((2'-xmnop-2-pTop-
[1,1'-6udennn]-3-wmr)aMrIHO )-2-0KCOITHI )(M30TPOTIHII)aMHHO )-2-0kcoaTh) - | H-uaaazon-5-wm)-3,3-
mudroprnunepuanH- 1 -kapookcamuaa (223¢) (32 mr, 0,047 mmons, Beixox 18%) B Bume 6eoro TBepAoro Berie-
CTBa;

'H SIMP (300 MI't, IMCO-ds) (cMech ABYX pOTAaLHOHHEIX M30MepoB) & 10,26 u 9,75 (2¢, 1H), 8,84 u
8,82 (2c, 1H), 8,24 u 8,23 (2¢, 1H), 8,11 u 7,95 (21, J=7,8 T'u, 1H), 7,67-7,01 (M, 8H), 5,69 u 5,53 (2¢c, 2H),
4,72-4,56 n 4,38-4,27 (2m, 1H), 4,46 u 4,09 (2¢c, 2H), 3,82 (1, J=12,0 I', 2H), 3,58-3,48 (M, 2H), 2,595 u 2,588
(2¢, 3H), 2,17-1,95 (m, 2H), 1,78-1,64 (M, 2H), 1,27 u 1,07 (21, J=6,8 I'y, 6H);

YF aMP (282 MTI', AMCO-d¢) (cMech IBYX pOTallMOHHBIX H30MepoB) & -101,15, 126,86 u -126,99;

MC (ES+): 683,7 (M+1), 705,7 (M+Na), MC (ES-): 717,6 (M+Cl).

Cxema 224
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[Tonyuenne 3-anmetmin-N-6en3mi-1-(2-((2-((3-xm0p-2-hTopOSH3MIT)aMHUHO ) -2 -0KCOITHIN ) (M30TIPOTTHI ) -
aMUHO)-2-0kcodTrn)- 1 H-urna3on-5-kapookcamuna (224a).
Peaxius 3-anerui-1-(2-((2-((3-xsop-2-pTOpOCH3NIT)aMUHO )-2-0KCOITHII ) (30 POITHIT ) aAMHHO ) -2 -

okcoaTn)- 1 H-urnazon-5-kap6onoBoit kuciotel (216a) (50 mr, 0,1 mmonb) ¢ dernmwmmeranamuaoM (0,017 mor,
0,15 MMoIIb) IO METOIIMKE, TPUBEJACHHOMN JUIS CTaUK 3 CXeMBI 2, jana nocie 00padoTKH peakIOHHOW CMECH H
OYHCTKH C IMOMOIIBIO (IIPII-KOJIOHOYHOM XpoMaTorpaduu [cunukarens (8 1), amoupys JIXM/MeOH (ot 1:0 mo
19:1)] 3-anetmin-N-6en3mi-1-(2-((2-((3-xmop-2-pTopOCH3IIT)aMUHO ) -2 -OKCOITIIT) (M30TP OTIHI ) aAMUHO )-2-
okcoaTn)- 1 H-manazon-5-kapbokcamun (224a) (35 mr, 60%) B Bume Oemoro TBEpAOro BEIMIECTBA KaK CMECH
JIBYX POTAIlHOHHBIX H30MEPOB;

'H SIMP (300 MI', IMCO-dg) & 9,25 (t, J=5,9 ', 1H), 8,85 (t, J=5,6 I'ny) u 8,36 (1, J=5,9 I'n) (21, 1H),
8,79-8,75 (m, 1H), 8,00 (mm, J=8,9, 1,6 I'n,) u 7,95 (mn, J=8,9, 1,6 I'n) (2nx, 1H), 7,72 (n) u 7,66 (1, J=8,9 I'u)
(2m, 1H), 7,58-6,86 (M, 8H), 5,74 u 5,57 (2c, 2H), 4,64-4,22 (m, 5H), 4,19 u 3,85 (2¢, 2H), 2,69 u 2,64 (c, 3H),
1,26 (1, J=6,5 T'n) u 1,00 (1, J=6,7 T'm) (21, 6H);

PF SIMP (282 MI'u, IMCO-de) & -121,21, -121,74;

MC (ES+): 614,7 (M+Na); MC (ES-): 590,6 (M-1), 626,5 (M+Cl).
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CxeMa 225
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[Tonyuenne 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30TIPOTTHI )AMHHO )-2-
okco3Trn)-N-(1-permmtmn)- 1 H-ungazon-5-kapbokcamuna (225a).
Peaxmmst 3-ametni-1-(2-((2-((3-xmop-2-¢hTopOeH3MIT)aMUHO )-2-0KCOITHII ) (M30IIPOTTHI ) AMHHO )-2-

okcodTnn)- 1 H-uanazon-5-kapoonoBoit kuciothl (216a) (50 mr, 0,1 mmons) ¢ 1-¢penmmranamuHoM (0,02 mur,
0,15 MMoITB) IO METOAWKE, TIPUBEACHHOMN IS CTAJNK 3 CXeMBI 2, ajia 1mocie 00paboTKH peaKIMOHHONH CMECH U
OYHCTKH C TTOMOIIBI0 (PIIAII-KOJIOHOYHOM XpoMarorpaduu [cunukarenb (8 1), amoupyst EtOAc/MeOH (ot 1:0
no 19:1)] 3-amermi-1-(2-((2-((3-xy0p-2-pTOPOESH3NIT)aMUHO )-2-0KCOITHIT ) (M30TPOITHI )aMHHO )-2 -0KCOITHIT)-N-
(1-dpermmaTin)- 1 H-uanazomn-5-kapookcamun (225a) (37 mr, 61%) B Bue 0€10r0 TBEpAOTO BEIIECTBA KAK CMECU
JIBYX POTAIlHOHHBIX H30MEPOB;

'H SIMP (300 MI';, IMCO-de) & 9,08-9,00 (M, 1H), 8,85 (t, J=5,8 T'm) u 8,36 (r, J=5,9 T'm) (2t, 1H), 8,77-
8,72 (m, 1H), 7,98 (nn, J=8,9, 1,6 I'm) n 7,92 (an, J=8,9, 1,6 T'n) (2ox, 1H), 7,70 (1) n 7,66 (1, J=8,9 T'm) (2n,
1H), 7,55-6,90 (m, 8H), 5,73 u 5,56 (2¢, 2H), 5,30-5,12 (m, 1H), 4,64-4,50 u 4,29-4,21 (2m, 1H), 4,47 (n, J=5,6
I'm) u 4,32 (1, J=5,9 I'n) (20, 2H), 4,19 u 3,85 (2¢, 2H), 2,69 u 2,64 (2¢, 3H), 1,55-1,46 (M, 3H), 1,25 (1, J=6,6
I'm) u 1,00 (7, J=6,7 T'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,22, -121,73;

MC (ES-): 604,2 (M-1).

Cxema 226
Pd,(dba)s / N
M é;ggf = g
156f MG 226a &
U
IMomyuenue 2-(3-anermi-5-(mupumMuauH-2-wTHHI)- 1 H-naaazon-1-mm)-N-(2-((3-x1op-2-
(TopOeH3MIT)aMIUHO)-2-0KCcoaTH)-N-u30nponunaneramuaa (226a).
Peaxius 2-(3-auetnin-5-6pom-1H-unnazon-1-ni)-N-(2-(3-xsop-2-¢pTopOeH3NITaMIHO )-2-0KCOATIIT)-N-

n3onponmianeramuga (156f) (300 mr, 0,56 mmois), ucrons3yst Cs,COs3 (365 wmr, 1,12 MMOJB), TUITUKIOTEK-
cm(2',4',6'-rpum3onpormnoudenmn-2-mr)pochun (X-PHOS, 53 wmr, 0,112 mmons), Pdy(dba); (51 mr, 0,056
MMOJIb) TI0O METOJIMKE, IPUBEJACHHON Ha cxeMe 92, nana mociie 00pabOoTKH peaKIIMOHHOW CMECH U OYHUCTKH KOJIO-
HOYHOH QunmI-xpoMaTorpadueit [cumukarens (12 1), smoupys MeOH B IXM ot 0 no 100%] 2-(3-anerwnn-5-
(mupuMuauH-2 - THHI)- | H-rHnazo- 1 -mm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO ) -2-0KCOITHI )-N-
m3onponmnaneramu (226a) (16 mr, 0,029 Mmmonb, BeIXon 5%) B BUIE TEMHO-XEITOTO TBEPOTO BEIIECTBA CME-
CH JIBYX POTAIMOHHBIX H30MEPOB;

'H SIMP (300 MI't;, JIMCO-de) & 8,93-8,80 (M) 1 8,36 (, J=5,8 T'r) (3H), 8,49-8,42 (m, 1H), 7,82-6,98 (M,
6H), 5,76 u 5,59 (2c, 2H), 4,64-4,52 u 4,29-4,21 (2m, 1H), 4,48 (1, J=5,6 'n) u 4,32 (xm, J=5,8 ') (21, 2H), 4,19
u 3,85 (2¢, 2H), 2,64 (c, 3H), 1,26 (un, J=6,4 I'u) u 1,00 (xn, J=6,8 I'u (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,20, -121,71;

MC (ES+): 561,5 (M+1), 583,5 (M+Na); MC (ES-): 559,4 (M-1), 595,4 (M+Cl).

Cxema 227

b0 F
H% V/N\)J\H A o Y .
N 10b d N L
2 HATU, DIPEA F

H3C Q MDA HaC cl
0 o05c >, 227a

[Tonyuenne MeTmi-3-ametni-1-(2-((2-((3-xmop-2-hTopOeH31IT)aMHHO )-2-0KCOITHI ) (IIUKJIOTIP OTIIT ) -
aMuHO)-2-0kco3TrN)- 1 H-uanazon-5-kapookcmnara (227a).

Peakmst TOK ammykra 2-(3-ametni-5-(Meroxcukapoonwmn)-1 H-unna3on-1-mn)ykcycHon kucioTsl (206¢)
(2,09 1, 5,36 mmonb) ¢ N-(3-xmop-2-¢propbensmn)-2-(ruknonponwiamuHo))anetamuaom (10b) (1,65 r, 6,43
MMOJIB) 110 METOJIUKE, MPUBEICHHON IS CTa UK 3 CXEMBI 2, lajia rnocjie 00paboTKu peakIMOHHON CMECH U O4YH-
CTKH C IOMOIIBI0 (MIIAII-KOJIOHOUHON XpomaTorpaduu [cunukarens (40 r), amoupys DMA8O B IXM ot 0 no
40%] MeTmI-3-aneTi- 1 -(2-((2-((3-xmop-2-hropOe H3 T ) aMUHO )-2-0KCOITHIT ) (A KIOTPOIIHI ) aMUHO )-2-
okcoaTin)- 1 H-unnazon-5-kapookcmnar (227a) (2,3 r, 4,47 mmoinb, Bexo 83%) B Buze 0€1oro TBEpAOTo Bellie-
CTBa;
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'H SIMP (300 MI', IMCO-de) & 8,87-8,81 (M, 1H), 8,48 (r, J=5,9 ', 1H), 7,99 (x, J=8.9, 1,6 I'u, 1H),
7,88-7,77 (m, 1H), 7,50-7,39 (m, 1H), 7,28-7,18 (v, 1H), 7,14-7,03 (m, 1H), 5,80 (c, 2H), 4,34 (1, J=5,7 I'u, 2H),
3,99 (c, 2H), 3,91 (c, 3H), 3,20-3,05 (m, 1H), 2,65 (c, 3H), 1,10-0,99 (m, 2H), 0,96-0,82 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,57;

MC (ES+): 515,5 (M+1); MC (ES-); 513,4 (M-1).

Cxema 228
HsCO
o N/\[]’N\)J\ /jg LiOH O)\%'ﬂ/\ﬂ/hl\)\
Hsc 2973 228a C|
[Honyuenue 3—aH€TI/IJ'I- 1-(2-((2-((3-x510p-2-pTOPOCH3UIT)aMHHO ) -2 -0KCOI T ) (IIUKIIOTIPOITHIT )aMHHO ) -2 -

okcoaTin)- 1 H-unna3on-5-kap6oHoBO# KHCIOTHI (228a).

Peakmus metmin-3-anetu- 1-(2-((2-((3-xmop-2-hTopOe 3T )aMUHO )-2-0KCOATHIT ) ( IUKIOMPOTIHIT ) AMUHO ) -2 -
okcoatin)- 1 H-nnnazon-5-kapbokcunara (227a) (2,3 r, 4,47 mmons) B MeOH (25 mur) u Bogo#t (25 mi) ¢ pac-
TBOpOM TuzapaTa ruapokcuna autus (1,31 r, 31,3 mmois) B Boge (10 mur) mo Meronuke, MPUBEICHHOW IS CTa-
qau 2 cxeMbl 129, mama mocie 0o0pabOTKM  peakmuoHHOW cmecn  3-ametwi-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHI ) (IUKIIOTPOTIHII ) aMUHO )-2 -0Kkc03Th) - | H-nH123011-5-KapOOHOBYO KHUCIIOTY
(228a) (2,2 1, 4,39 Mmmob, BEIXOA 98%) B BHIE OEIIOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI', IMCO-dg) & 13,05 (c, 1H), 8,88-8,80 (m, 1H), 8,50 (t, J=5,9 ', 1H), 8,04-7,95 (M,
1H), 7,84-7,75 (m, 1H), 7,51-7,40 (m, 1H), 7,29-7,19 (M, 1H), 7,14-7,04 (m, 1H), 5,80 (c, 2H), 4,34 (1, J=5,7 I',
2H), 4,00 (c, 2H), 3,20-3,07 (M, 1H), 2,65 (c, 3H), 1,09-0,99 (M, 2H), 0,98-0,83 (M, 2H);

F SIMP (282 MTI'n, IMCO-dg) & -121,57;

MC (ES+): 501,5 (M+1); (ES-): 499.,4 (M-1).

Cxema 229
t-BuO HO

l—BU(}\\ O)\\ O)/\l\

o) NN | o NTN
214b U 229a I\"J 229b v
0 F

19¢ Na N/YN\)LN
v N =N H
Z N O E
HATU, DIPEA H;N

MDA Y cl
229¢

IMomyuenue 1-(2-((2-((3-x10p-2-hTOPOESH3NIT)aMUHO )-2-OKCOITHI ) (M30TIPOITHIT ) aAMHHO ) -2 -OKCOITHI)-5-
(upumuauH-2-miokcH)- 1 H-urnazon-3-kapookcamuaa (229c¢).

Cramust 1: momydyenue TpeT-0yTmi-2-(3-kapOamomi-S-(mpuMuInH-2-unokcn)-1H-unnazon-1-mn)anerara
(229a).

K pactBopy tper-OyTHin-2-(3-kapbamowmi-S-ruapokcu-1H-unmazon-1-mn)anerara (214b) (115 wmr, 0,4
MMOJIB) B arieToHuTpuiie (5 mur) npudasunu 2-6pommupumuana (78 mr, 0,49 mmons), kapbonat xamus (164 mr,
1,18 MMOJIb) U HarpeBaIH NPH KUTISTICHUH B TeUeHHE 16 4. PeakmoHHYI0 CMECh KOHIICHTPUPOBAJIH B BAKyyMe U
OCTaTOK CYCIICHINPOBAIN B HACBHIIIECHHOM BOJHOM pacTBope xiopuaa Hatpus (50 mi) u sxctparupoBasii EtOAc
(2x50 ™). Opranuyeckne CJIOM CMEIIAIN CYIIWINA, (GHIBTPOBAIN U BRIMAPWIH AocyxXa. OCTaTOK OYHIIAIH C
TTOMOTIBIO (PIBII-KOTOHOUYHOH XpomaTorpaduu [cumukarens (12 1), amoupys EtOAc/MeOH (9:1) B cmecu rek-
canoB oT 0 mo 100%] ¢ momyuenumem Ttper-OyTHi-2-(3-KapOoamoni-5-(mupuMuanH-2-ninokcn)-1 H-uanazon-1-
mn)arerata (229a) (130 mr, 0,35 mMoub, Berxoa 89%) B BUAEC OPaHIKEBOTO TBEPIOTO BEICCTRA;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,65 (c, 1H), 8,64 (c, 1H), 7,86 (nx, J1=2,3, 0,7 I'n;, 1H), 7,81-7,75 (M,
2H), 7,46 (c, 1H), 7,34 (a0, J=9,0, 2,3 I'n, 1H), 7,28 (1, J=4,8 T'y, 1H), 5,39 (c, 2H), 1,44 (c, 9H);

MC (ES+): 370,4 (M+1), 739,7 (2M+1), 392,4 (M+Na); MC (ES-): 368,4 (M-1).

Cragus 2: monyuenue 2-(3-kapObamowmi-5-(mupuMuanH-2-uiokcn)-1H-uHna3om-1-1i1)yKCycHOW KHCIOTHI
(229b).

Peakmmst TpeT-0yTni-2-(3-xapbamMowmi-S-(mupuMuauH-2-mioken )- 1 H-uanaszon-1-um)amnerara (229a) (118
mr, 0,32 mmons) ¢ TOK (0,74 mi, 9,58 mmoib) B JIXM (5 Mir) o METOIMKE, PUBEJCHHOMN JJIST CTAJANH 2 CXEMBI
2, mama mocne oOpabOTKHM pEeaKkIMOHHOW CMECH W pacTHpaHus C CMEChl0 TeKCaHoB, 2-(3-kapOamowmi-5-
(uprmuauH-2-nnokcen)- | H-uana3on-1-mwn)ykcycunyro kuciory (229b) (0,129 r, 0,302 mmomns, BeIxon 95%) B
BHJIE JKEITOTO TBEPIOTO BemecTBa B hopme amnykra TOK;
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MC (ES+): 314,3 (M+1).

Cramuss  3: momywenue  1-(2-((2-((3-xyop-2-¢pTopOEeH3MII)aMIUHO )-2-0KCOITHI ) (M30IPOITHIT ) aAMHHO)-2-
OKCO3THIN)-5-(MupuMHIH-2-1I0KcH )- 1 H-uamazon-3-kapbokcamuna (229¢).

Peakmust TOK ammykra 2-(3-kapbamoni-5-(mupuMuanH-2-uiaokcH)- 1 H-mana30u1-1-uin)ykCyCHOM KUCIIOTHI
(229b) (119 wmr, 0,38 Mmmoab ¢ N-(3-x10p-2-PTOpOeH3mN)-2-(u3onpormmnamuHo ))aneTamuaoM (19¢) (118 mr, 0,46
MMOJIb) TI0O METOMKE, IPUBEIACHHOMN I CTAIWH 3 CXEMBI 2, naJa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH C TOMOIIBLI0 (PIIDII-KOJIOHOYHOH Xpomatorpaduu [cummkarens (12 1), amoupys MeOH B JIXM, ot 0 mo
50%] 1-(2-((2-((3-x110p-2-hTOPOESH3NIT)aMHIHO )-2-0KCOATHI ) (M30TIPOITIIT)aMHHO ) -2 -OKCOATHIN) - 5 -(MAPUMUAHH-2 -
wiokcH)- 1 H-unnazon-3-kapookcamun (229¢) (85 mr, 0,15 mmons, Beixon 40%) B BHIE OOro TBEPAOTO BEIlle-
CTBa C METAJUTMYCCKUM OTTCHKOM KaK CMECH JIBYX POTAIMOHHBIX U30MEPOB;

'H SIMP (300 MI'i, IMCO-de) & 8,83 (1, J=5,7 I't) u 8,38 (1, J=5,9 I'n) (2, 1H), 8,67-8,62 (m, 2H), 7,88-
7,83 (m, 1H), 7,75 u 7,73 (2¢, 1H), 7,68 (nn, J=9,1, 0,7 Tw) u 7,62 (mx, J=9,1, 0,7 I'n) (2, 1H), 7,55-7,01 (M,
6H), 5,63 u 5,49 (2c, 2H), 4,65-4,50 u 4,39-4,24 (2m, 1H), 4,46 (1, J=5,6 I'n) u 4,32 (m, J=5,8 ') (21, 2H), 4,19
u 3,85 (2¢, 2H), 1,24 (un, J=6,4 I'n) u 1,00 (x, J=6,7 ['n) (2, 6H);

PF SIMP (282 MI', IMCO-de) & -121,21, -121,77;

MC (ES+): 554,5 (M+1), 576,5 (M+Na); MC (ES-): 588,4 (M+Cl).

Cxema 230
HO o O
H HaCO
o}j \TN\)LN CI
N,N H F0| ,),
3 OCH3 115¢ =N
HNTY, 132f0 HATU, DIPEA
IM@A
HO
cl O
DPPA
w% e ST
—_—
NN
HN =N O F
HaN 230b HCI
HaN 230c

[Momyuenne  1-(2-((2-((2'-xmop-2-drop-[1,1 ’—61/1(1)eH1/m]—3 -HJT)aMHUHO )-2-0KCOITHIT ) (M30TIPOITHII)aMHUHO )-2 -
okco3TIN)-5-(3,3-nudropriunepunut- 1 -kapookcamuo)- 1 H-nanazon-3-kapooxcamuna (230c¢).

Cramuss 1: momydenue MeTuia-3-kapbamomi-1-(2-((2-((2'-xmop-2-prop-[1,1'-6udennn]-3-mn)amuHo)-2-
OKCO3THII)(M30IPOITHII)aMUHO )-2-0Kco3THI)- | H-unnazon-5-kapookcunara (230a).

Peakmmss TOK ammykra 2-(3-xapbamonin-5-(MeroxcukapOoHui)-1H-nHna30m-1-m1)yKCyCHOH  KHCIIOTHI
(1321) (300 1, 0,94 mmoub) ¢ N-(2'-xnop-2-propoudenmn-3-nn)-2-(n3onponmiamuHo))anetamunom (115¢) (300
mr, 0,94 MMOJIB) IO METOJIMKE, IPUBEIACHHOM JUI CTaUH 3 CXEMBI 2, Jajia mociic 00pabOTKU pEeaKIIMOHHON cMe-
CH M OYHCTKH C IOMOIIBIO (hIIBII-KOJIOHOYHOM Xpomarorpadun [cunukarens (24 1), amonpys DMASO B IXM
oT 0 JI0 20%] MeTtmi-3-kapoamon-1-(2-((2-((2'-xnop-2-drop-[1,1'-6udennn]-3-mn)amuno)-2-
OKCO3THIT ) (M30TIPOITHIT)aMHHO )-2-0Kc03ThN )- | H-mHmazon-5-kap6okcmnar (230a) (310 mr, 0,53 MMOib, BBIXOI
57%) B Buze 6eI0TO TBEPAOTO BEIIECTBA C METAIMIYECKUM OTTEHKOM;

'H SIMP (300 MI'w, JAMCO-dy) (cmech nBYX poTannoHHBIX u3omepoB) 6 10,27 u 9,76 (2¢, 1H), 8,91-8,86
(M, 1H), 8,16-6,96 (m, 11H), 5,71 u 5,56 (2¢, 2H), 4,68-4,55 n 4,38-4,26 (2m, 1H), 4,47 u 4,08 (2c, 2H), 3,909 u
3,90 (2¢c, 3H), 1,27 u 1,06 (21, J=6,8 I'u, 6H);

PF SIMP (282 MI', IMCO-de) & -126,77, -126,94;

MC (ES+): 580,5 (M+1), 602,5 (M+Na), MC (ES-): 578,5 (M-1), 614,6 (M+Cl).

Cramqus 2: TIOJTy9eHUE 3-kap6amoni-1-(2-((2-((2'-xmop-2-dprop-[1,1'-6ndennn]-3-na)amMuno)-2-
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0Kc03ThN)- | H-mHma301-5-kap60oH0oBO# KUCIOTH (230b).

Peakmmst  metmi-3-kapoamomni-1-(2-((2-((2'-xnop-2-prop-[1,1'-6ndennn]-3-nr)aMuHo )-2-0KCOITHII ) (M30-
TPOTIFIT)aMUHO )-2-0Kc0o3TuN )- | H-nanazon-5-kapookcmnara (230a) (300 mr, 0,52 mmoins) B TT'® (5 mi) ¢ pac-
TBOPOM THUApaTa THAPOKcHIa JuTus (25 mr, 1,03 MMois) B Boze (1 MiT) MO METOUKE, IIPUBEICHHOMN IS CTA K
2 cxembl 29, pama mocie oOpaOOTKM peakIMOHHOM cMmecH 3-kap6amon-1-(2-((2-((2'-xnop-2-drop-[1,1'-
Oongenn]-3-mr)aMrHO )-2-0KCOITHII ) (M30IPOITHIT)aMUHO) -2 -0KCo3THI) - | H-nHa3011-5-kap6oHOBY10 KHUCIIOTY
(230b) (270 mr, 0,48 MMOIIB, BEIXOT 92%) B BHIE O€IOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI', JIMCO-de) (cMech IBYX pOTAalHOHHEIX H30MepoB) & 12,94 (c, 1H), 10,26 u 9,76 (2¢,
1H), 8,86 u 8,85 (2nn, J=1,6, 0,8 I'u, 1H), 8,16-6,96 (M, 11H), 5,69 u 5,55 (2¢, 2H), 4,68-4,56 u 4,37-4,28 (M,
1H), 4,47 n 4,08 (2¢c, 2H), 1,27 u 1,06 (21, J=6,8 I'y, 6H);

MC (ES-): 564,4 u 566,4 (M-1).

Cramus 3: momydenue 1-(2-((2-((2'-xmop-2-¢prTop-[1,1'-0udenmn]-3-mr)aMuHo)-2-0KCOITHI ) (M30TPOITHIT)-
aMUHO)-2-0Kc03TrN)-5-(3,3-mudroprmmnepuann- 1 -kapookcamuio)- 1 H-uanazon-3-kapooxcamuaa (230c).

Coenunenne 230c monmydanu u3 3-kapbamow-1-(2-((2-((2'-xmop-2-pTop-[1,1'-0udenwn]-3-mn)amMmuHO)-2-
OKCOATHII ) (M30TIPOITUIT)aMHHO )-2-0Kc03TwN) - | H-rHna301-5-kap6oHoBoit kuciaots! (230b) (150 mr, 0,27 MMoIb)
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MO0 METOJIUKE, TIPUBEACHHOMN T cTaauu 3 cxembl 223. D10 majio mociae o0paboTKH peaKIIMOHHOW CMECH M OUH-
CTKH KOJIOHOYHOHU (hami-xpomarorpadueii [cumukarens (12 ), amroupys MeOH:EtOAc (9:1) B cMecu rekcaHoB
ot 0 10 70%] (120 wmr, 0,18 Mmmoitb, BeIx0 66%) Coennnenue 230c¢ B Buae 0€I0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-d) (cMech ABYX pOTamHOHHEIX M30MepoB) & 10,25 u 9,77 (2¢, 1H), 8,78 u
8,77 (2¢c, 1H), 8,188 u 8,183 (2¢c, 1H), 8,19-8,05 u 7,99-7,90 (2m, 1H), 7,69-6,99 (M, 10H), 5,58 u 5,45 (2¢, 2H),
4,70-4,56 u 4,38-4,27 (2m, 1H), 4,46 u 4,08 (2¢, 2H), 3,81 (T, J=12,1 ', 2H), 3,58-3,47 (M, 2H), 2,18-1,95 (M,
2H), 1,79-1,64 (m, 2H), 1,25 u 1,06 (271, J=6,8 I'i, 6H);

F gMP (282 MTI't, AMCO-d¢) (cMech IBYX pOTalMOHHBIX H30MepoB) & -101,16, -126,79 u 126,98;

MC (ES+): 684,6 (M+1).

Cxema 231

H o o
Y Ao s Qj/\NNVJLH Koly QEA;E'JLE
N HaTu DIPEA N7 © /FI; Acct NT© /FI;
a DDA 231b cl o H 231¢ al

[Tonyuenne 2-(1-ametnn-1H-uamoin-3-nm)-N-(2-((3-x10p-2-PTOpOESH3MIT)aMIHO )-2-OKCOITHIT)-N-
n3onponmiamneramuaa (231c).

Cramus 1:  momyuerme  N-(2-((3-xmop-2-hropOeH3nin)aMuHO )-2-0kcodTrin )-2-( 1 H-urmoin-3-n)-N-
n3onponmianeramuaa (231b).

Peaxmust N-(3-xmop-2-pTopoensmn)-2-(u3onpornmnamuHo))anetamuaa (19¢) (795 mr, 3,07 mmons) ¢ 2-(1H-
MHJI0J1-3-1IT)yKCYCHOH Kncioroi (231a) (359 wmr, 2,05 MMOJIb) IO METOMKE, IPUBEICHHON JUIS CTaJUN 3 CXEMBI
2, nama mocye oO0pabOTKM PEeakIMOHHOM CMecH M pacTHpaHus ceiporo mpoxaykra ¢ EtOAc N-(2-((3-xmop-2-
¢ropOeH3mT)aMnuHo)-2-0kcoaTn)-2-(1 H-ungon-3-un)-N-usonpormmtaneramun (231b) (583 wmr, 1,40 mmons,
BBIX0/1 68%) B Buze O€I0ro TBEPAOTO BELIECTBA CMECH IBYX POTALMOHHBIX H30MEPOB;

'H SIMP (300 MI';, IMCO-de) & 10,89 (c, 1H), 8,63 (t, J=5,7 T'm) u 8,32 (r, J=5,9 T'w) (2, 1H), 7,58-6,90
(M, 8H), 4,73-4,57 n 4,29-4,16 (2m, 1H), 4,41 (&, J=5,7 I'n) u 4,34 (&, J=5,9 I'n) (2n, 2H), 3,94 u 3,60 (2c, 2H),
3,81 u 3,80 (2c, 2H), 1,00 (x, J=6,5 T'n) u 0,96 (x, J=6,8 T'n) (21, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,31, -121,81;

MC (ES+): 416,5 (M+1), 438,5 (M+Na); MC (ES-): 414,4 (M-1), 450,4 (M+CI).

Cramus 2: momyuenue 2-(1-amernn-1H-uamon-3-nm)-N-(2-((3-x10p-2-PTOpOSH3MIT)aMIUHO )-2-0KCOITHI)-
N-m3omnpormnaneramusa (231c¢).

K pacTBopy N-(2-((3-xmop-2-hTopOeH3mIT)aMuHO)-2-0Kkc0od3ThN )-2-( 1 H-rmHmom-3-11)-N-
n3onponmraneramuaa (231b) (0,15 r, 0,360 mmoins) B TI'® (5 mu) mpu 0°C B atmMochepe aprona npuOaBiIN
TpeT-0yTokcuy kamus (40 mr, 0,361 Mmoins) U nepeMmemuBanu B Tedenne 10 mun. K momydeHHON cycnieH3nn
npubasuy aunerwixiopun (0,023 mi, 0,325 mmons) n nepemernnBany npu 0°C B reuenue 30 muH. Peakunon-
HYI0 CMECh IMOTaCHJIM HacChIMeHHbIH BoAHBIA pacTBop NH4Cl (30 M) u skctparupoBamm EtOAc (2x30 mo).
OObeMHEHHBIE OPTaHMYECKHE CIIOM TPOMBUIN HACHIIICHHBIM BOJHBIM PAaCTBOPOM XJIOPHIA HATpUs, CYIIWIIH,
(¢uIbTPOBAIM M KOHLEHTPUPOBAIM B BakyyMe. IlodydeHHBIH OCTaTOK OYMINAIM KOJOHOYHOH (udi-
xpomarorpadueii [cunukarens (12 r), smoupys EtOAc B cmecu rekcanoB ot 0 mo 100%] ¢ momyuenuem 2-(1-
anermi-1 H-unnon-3-uim)-N-(2-((3-xsop-2-dpTopoeH3mn)aMruHo )-2-0kcoaTin)-N-u3onpormuwianeramuaa — (231c¢)
(42 wr, 0,092 MMo1s, BEIXOX 25%) B BUIe OETIOTO TBEPAOTO BEIICCTBA;

'H SIMP (300 MTI't, IMCO-dg) (cMech IBYX pOTAaLHOHHBIX H30MepoB) & 8,70 u 8,40 (21, J=5,9 ', 1H),
8,33-8,27 (m, 1H), 7,90 u 7,63 (2c, 1H), 7,61-7,09 (M, 6H), 4,71-4,59 u 4,29-4,18 (2m, 1H), 4,42 u 4,35 (2n,
J=5,8 T'm, 2H), 4,09 u 3,69 (2c, 2H), 3,85 (c, 2H), 2,60 u 2,59 (2¢, 3H), 1,10 (&, J=6,5 I'n) u 0,99 (7, J=6,8 I'm)
(2n, 6H);

PF SIMP (282 MI'n;, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,29, -121,75;

MC (ES+) 480,4 n 482,5 (M+Na); MC (ES-): 456,4 n 458,4 (M-1).

Cxema 232
cl
OH F
H
D :
@g{ H/\ér b : N N A0, TEA %NJH
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232a MDA 2325 al O%CH 232¢ cl
3
[Tonyuenne 2-(1-ametnn-1H-uamazon-3-mn)-N-(2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI )-N-

n3onponmiamneramuaa (232c).

Cramus  1: momyuenne  N-(2-((3-x10p-2-dTopOenH3mn)aMmuHo)-2-0kco3Thin)-2-( 1 H-uana3oin-3-nm)-N-
n3onponuiamneramuzaa (232b).

Peaxmmst N-(3-xmmop-2-pTopoensmn)-2-(u3onponmiamuHo))anetamuaa (19¢) (257 mr, 0,99 mmons) ¢ 2-(1H-
WHA30J1-3-WT)yKCycHOH kucmotoi (232a) (175 mr, 0,99 MMOJIb) 110 METOMKE, TIPUBEIEHHOM JIJIS CTaIuu 3 cXe-
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MBI 2, fpana nocyie 00pabOTKH peakIMOHHONH CMECH M OYMCTKH KOJIOHOYHOHM (udmi-xpomarorpadueii [cunmka-
renb (12 1), amroupyst EtOAc B rekcane ot 0 mo 100%)] N-(2-((3-xsop-2-hTopOeH3MIT)aMUHO)-2-0KCOITHIT )-2 -
(1H-urnazon-3-mi)-N-m3onpormminaneramun (232b) (310 mr, 0,74 mmomnb, BeIxox 75%);

'H SIMP (300 MTIw, JIMCO-d¢) (cMech nBYX pOTallMOHHEIX M3oMepoB) & 12,85 u 12,76 (2¢, 1H), 8,70 u
8,48 (21, J=6,0 'y, 1H), 7,70 u 7,65 (21, J=8,1 I'u, 1H), 7,54-6,99 (M, 6H), 4,68-4,57 u 4,33-4,23 (2m, 1H), 4,42
n 4,37 (2n, J=6,0 I'u, 2H), 4,11 1 4,09 (2¢, 2H), 3,90 u 3,81 (2¢c, 2H), 1,03 1 0,95 (21, J=6,8 I'y, 6H);

MC (ES+): 417,4 (M+1), 439,4 (M+Na): MC (ES-): 415,3 (M-1).

Cramus 2: nonydenue 2-(1-anerwi-1H-unna3on-3-n)-N-(2-((3-x10p-2-QTOpOSH3MIT)aMHUHO )-2-OKCOITHI) -
N-m3omnpormnaneramusa (232c¢).

K pacTtBopy N-(2-((3-xmop-2-hTopOeH31IT)aMHHO )-2-0Kkc0odTHN )-2-( 1 H-rHmazo0m-3-wmm)-N-
n3onpommwianeramMuaa (232b) (150 mr, 0,36 mmons) B IXM (5 M) npubaBmwin Mmpu KOMHATHOW TeMIIepaType
tpmwyTInamuH (0,15 mi, 1,08 mmone), DMAP (8,79 mr, 0,072 mMmons), ykcycHbiid anrumpun (0,068 m, 0,72
MMOJIb) ¥ MepeMEIINBaI P KOMH. TEMII. B TeueHHe 48 4. PeakMoHHYI0 cMech KOHIICHTPHUPOBAIN JIOCYXa U
OYHIIAIH C TOMOIIBIO (UIAII-KOJIOHOYHOH Xpomarorpaduu [cumkarens (12 1), amoupyst EtOAc B rekcane ot 0
1o 100%] ¢ nonmyuenuem 2-(1-anetuin-1H-ungazon-3-mn)-N-(2-((3-x0p-2-PpTOpOEH3MIT)aMUHO)-2 -0KCOITHIT)-N-
m3onponunaneramuza (232¢) (82 wmr, 0,18 mmons, Bexon 50%) B Biie 06€10T0 TBEPIOTO BEIIECTBA;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX pOTalMOHHBIX H30MepoB) & 8,75 u 8,34 (21, J=5,7 I'u, 1H),
8,30 u 8,27 (2at, J=2,7, 0,9 I'n, 1H), 7,82-7,74 (M, 1H), 7,64-7,57 (M, 1H), 7,52-7,02 (m, 4H), 4,69-4,57 u 4,40-
4,36 (2m, 1H), 4,43 u 4,33 (21, J=6,0 I'y, 2H), 4,24 u 4,15 (2¢, 2H), 4,05 u 3,83 (2c, 2H), 2,68 u 2,67 (2¢, 3H),
1,171 1,00 21, J=6,8 I', 6H);

PF SIMP (282 MI'ti, IMCO-dg) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,28, -121,81;

MC (ES+) 459,5 (M+1), 481,4 (M+23), MC (ES-) 493,4 (M+Cl).

Cxema 233
0
o «f N
"zl/\[orN\)J\ Nas o] ’N/\n, \)J\
HATU, DIEA
H,N 233a C'

o 144a cl

[Monyuenne 1—(2-((2—((3-xnop—2-(I)Top6eH3I/m)aMHHo)-2-OKcoaTHn)(Hzonpormn)aMHHo)-2-0KcoaTHn)-N5-
(mupuauH-4-unmmetnn)- 1 H-uagazon-3,5-mukapookcamunr (233a).

Peaxius 3-kap6amont-1-(2-((2-((3-x0p-2-PpTOpOEH3MIT)aMUHO ) -2 -OKCOITHI ) (M30TIPOIIHIT )aMHHO ) -2~
okcoatin)- 1 H-nnnazon-5-kapbonosoi kucnorsl (144a) (50 mr, 0,1 Mmoip) ¢ mupuanH-4-miIMETaHAMHUHOM
(0,015 mm, 0,15 MMOIIB) IO METOUKE, TIPUBSACHHON JUIS CTAAUU 3 CXEMBI 2, aya mociic 00padOTKU PeaKIHOH-
HOHM CMECH M OYHCTKH KOJIOHOYHOH (hami-xpomarorpadueii [cunukarens (4 1), smoupyst MeOH B IXM (ot 1:0
o 9:1)] 1-(2-((2-((3-x110p-2-dpTopOeH3MIT)aMHHO )-2-0KCOITHIT ) (M30TIPOIIHIT )aMHHO )-2-0KCO3THI ) -N 5-(MUpH I1H-
4-unmernn)- 1 H-unnazon-3,5-mukapookcamun (233a) (26 mr, 44%) B Buje OSIIOT0 TBEPIOTO BEIICCTBRA;

'H SIMP (300 MT't;, IMCO-dg) (cMech ABYX POTALMOHHBIX H30MepoB) & 9,32-9,26 (M, 1H), 8,83 (1, J=5.9
I'm) u 8,36 (1, J=5,9 I'n) (21, 1H), 8,80-8,77 (m, 1H), 8,53-8,47 (M, 2H), 7,94 (nnn, J=10,8, 8,9, 1,7 I'y, 1H), 7,83
u 7,80 (2¢c, 1H), 7,72-7,60 (m, 1H), 7,56-6,95 (M, 6H), 5,64 u 5,50 (2¢c, 2H), 4,62-4,22 (M, 5H), 4,19 u 3,84 (2c,
2H), 1,23 (n, J=6,4 I'm) 1 0,99 (m, J=6,8 I'm) (21, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,22, -121,72;

MC (ES+): 594,6 u 596,6 (M+1); MC (ES-): 628,6 u 630,5 (M+Cl).

Cxema 234
Cl o) OH

: Os_NH R cl
F =
y NH, N N
N R — =N [¢]
C'/W HN HATU, DIEA

K,Cco; "% : HoN
© O 234a o 234b
SH
[Monyuenne 1-(2-((2-((3-x710p-2-pTOpOEeH3MIT)aMUHO)-2-0KCOITHI )((18,45)-4-THIPOKCUITHUKIIOT €KC LT )-

aMUHO)-2-0kcoaTwi)- 1 H-uanazon-3-kapookcamuna (234b).

Cramust 1: momyuyenne N-(3-xmop-2-dropoensmn)-2-(((1uc)-4-ruqpoKCHUIIMKIOreKCHIT)aMIUHO )alleTaMHIa
(234a).

Peakmus  2-xmop-N-(3-xi0p-2-dpropoensmwn)aneramuaa  (35b) (500 wmr, 2,12 mmome) ¢ (1s,4s)-4-
AMHMHOIMKJIOTeKCaHOIOM (244 wmr, 2,12 MMOJIB) TI0 METOJIMKE, IPUBEACHHOM st CTaanu 2 cXeMbl 35, nana mno-
cie 00paboTkH PeaKIOHHON cMecH N-(3-xn0p-2-propdenzmn)-2-(((unc)-4-
TUAPOKCUITUKIIOTEKCHIT)aMUHO )arieTaMuy (234a) B Buae OECIIBETHOTO Macjia, KOTOpoe OBLIO HCIIONb30BAaHO B
TaKOM BHJIE Ha CIIEAYIOLIEH CTaany;
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MC (ES+): 315,4 (M+1); MC (ES-): 313,4 (M-1).

Cragus 2: MOJTyYeHHE 1-(2-((2-((3-x50p-2-hTOpOEH3NIT)aMUHO )-2-0KCOITHI ) ((11Hc)-4-
TUAPOKCUITUKIIOTEKCHIT)aMUHO )-2-0KkcodTrN )- | H-urnazomn-3-kapbokcamuaa (234b).

Peaxmust N-(3-xmop-2-dropoensunn)-2-(((1s,4s)-4-ruapoKCHITUKIIOTeKCHIT )aMuHO )arieTaMuaa (234a) (360
Mr, 1,14 mmonn) ¢ 2-(3-kap6amom- 1 H-unmazon-1-mwrn)ykcycnoit kucmoroit (2¢) (301 mr, 1,37 MMoIb) 1O METO-
JTMKe, TIPUBEACHHON ISl CTaMK 3 CXEeMBI 2, naya mocyie 06paboTku peakimonHoi cmecu 1-(2-((2-((3-xmop-2-
(hropOeH3MIT)aMHUHO )-2-0KCOITHI ) ((ITUC )-4-TUAPOKCHITUKIIOTEKCHI ) AMHUHO )-2-0KCc0odTHN ) - | H-manazomn-3-
kapOoxcamuz (234b) (163 mr, 0,32 MMois, BEIxon 28%) B BuAe 6€JI0ro TBEPIOTO BEIIECTBA CMECH JIBYX POTa-
IIUOHHBIX U30MEPOB;

'H SIMP (300 MI';, IMCO-de) & 8,89 (1, J=5,7 I'i) u 8,36 (T, J=6,0 I'n)) (21, 1H), 8,23-8,11 (m, 1H), 7,79-
6,98 (m, 8H), 5,61 u 5,45 (2¢, 2H), 4,52-3,73 (M, 7H), 1,88-1,13 (M, 8H);

F SIMP (282 MI', IMCO-de) & -121,25, -121,69;

MC (ES+): 516,5 (M+1), 538,4 (M+Na); MC (ES-): 514,4 (M-1), 550,5 (M+Cl).

Cxema 235
HO Ns
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N
=N [¢] E
H,N

2N Ny 235 cl

oxyuenne 1-(2-((2-((3-xsop-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT ) aAMHUHO )-2-OKCOITHIT )-5-
(3,3-mudropnunepunun- 1 -kapookcamuno)-1 H-unnazon-3-kapookcamuna (235b).

Cramust  1: momywenue  3-kapbamowmi-1-(2-((2-((3-xsop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT ) (LIMKJIIO-
TIPOTIFIT)aMUHO )-2-0Kc03TuN)- | H-nHnazon-5-kapoonmnnasuna (235a).

CoeauHenue 235a MOJTy4asu u3 3-kapoamomni-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCO3THII ) (LIMKIIONPOITMIT)aMUHO )-2-0Kco3THI)- | H-nHnazon-5-kap6onosoit kucnotel (199a) (4 r, 7,97 mmons)
10 METOJMKE, IPUBEISHHON JJIs CTaANK 3 cXeMbl 129, ¢ momydeHrneM NpoayKTa B BUaE O0€JIoro TBEpI0ro Bellle-
ctBa (6,6 T, 12,53 MMob, BeIxoa 157%), KOTOpoe MCMONB30BaIM Ha CIEAYIomel cTaquu 0e3 JOMOHATEIbHON
OUHCTKY;

MC (ES-): 525,4 (M-1).

Cramuss 2: monydenue 1-(2-((2-((3-xmop-2-hTopOeH3mIT)aMUHO )-2-0KCOITHN ) IAKIOTIPOTIHIT ) aMHHO )-2-
okco3TIN)-5-(3,3-nudroprmnepunut- 1 -kapooxcamuio)- 1 H-uanazon-3-kapookcamuma (235b).

CoeauHenue 235b MOJTy4asu u3 3-kapoamomni-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0Kc0dTHI)- | H-uuazon-5-kapoonnnaszuna (235a) (500 mr, 0,47 MMoib) u
3,3-mudropnunepuanH ruapoxiopuaa (150 mr, 0,95 mmoins), ucrnons3yst TEA (0,27 mi, 1,9 Mmmoins) B kadecTBe
OCHOBAHHMSI 110 METOJMKE, MPUBEICHHON JUIsl cTamuu 4 cxeMsbl 129, ¢ momydeHneM mocie o0padoTKH peaKnnoH-
HOM CMECH U OYHMCTKH KOJIOHOYHOH Xxpomatorpaduei [cunukarens (12 r), smoupys DMASO B IXM ot 0 mo
40%] 1-(2-((2-((3-xmop-2-pTOpOEH3MIT)aMUHO )-2 -OKCOI T ) (IUKIIOTIPOIIIII ) aAMHUHO ) -2 -0KCO3THI)-5-(3,3-
mudroprnunepuanH- 1 -kapookcammio)- 1 H-uanazon-3-kap6okxcamuaa (235b) (86 mr, 0,14 mmons, Berxox 29%) B
BHJie OENIOr0o TBEPJOTo BEIIECTBA;

'H SIMP (300 MI'u, IMCO-ds) & 8,78 (c, 1H), 8,50 (1, J=5,8 T, 1H), 8,25-8,13 (M, 1H), 7,65 (c, 1H),
7,59-7,42 (m, 3H), 7,33 (c, 1H), 7,28-7,19 (m, 1H), 7,17-7,08 (m, 1H), 5,61 (c, 2H), 4,33 (n, J=5,7 I'y, 2H), 3,99
(c, 2H), 3,82 (1, J=12,0 I'n, 2H), 3,60-3,46 (M, 2H), 3,13-2,94 (M, 1H), 2,18-1,96 (M, 2H), 1,81-1,63 (M, 2H),
1,04-0,84 (M, 4H);

PF SIMP (282 MI', IMCO-de) & -101,17, -121,60;

MC (ES"): 620,6 (M+1); MC (ES): 618,5 (M-1).
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Cxema 236
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHHO )-2-OKCOITHI)-6-
(3,3-mudropnunepunun- 1 -kapookcamuo)- 1 H-nuaazon-3-kapookcamusa (236b).

Cramus  1: momydenme  3-kapOamown-1-(2-((2-((3-xmop-2-GTopOeH3mIT)aMHUHO )-2-0KCOITHII )(IIKII0-
TIPOITHIT)aMUHO )-2-0Kkc0aTHN )- | H-rHnazomn-6-kapbonmnasuaa (236a).

Coenunenne 236a momywyanu u3  3-kapOamomni-1-(2-((2-((3-xmop-2-¢pTopOeH3nin)aMuHo )-2-0KCOITHI)-
(LMKITOTIPOTTHIT)aMHHO -2 -0kcodTwN ) - | H-rHIa3011-6-kap6oHOoBO# Kuciotkl (208a) (800 mr, 1,6 MMOJIB) MO METO-
JIMKe, IPUBEJIEHHOM U1 cTaguu 3 cxeMbl 129 ¢ nojaydyeHrueM npoayKTa;

MC (ES+) 549,5 (M+Na).

Cragus 2: mnomydenue 1-(2-((2-((3-xmop-2-dpTopOeH3MIT)aMUHO )-2-0KCOITHIT ) TUKIOMPOIIIIT)aMUHO )-2-
0Kc03THN)-6-(3, 3-mudropnunepuant-1-kapookcamuno)-1H-nanazon-3-kapbokcamuna (236b).

CoennHeHne 236b TIOJTy9aiIi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)amMuHo)-2-
OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-6-kapbonmnasuna (236a) (200 mr, 0,38 MMoup) u
3,3-mudroprunepunun ruapoxiaopuaa (120 mr, 0,76 mmons), ucrios3ys TEA (0,21 mim, 1,51 MMoup) B KadecT-
BE OCHOBAHMS MO0 METOJUKE, MPUBEACHHON U cTanuu 4 cxembl 129, ¢ momydeHneM mociie 00padOTKH peaKIin-
OHHOHM CMECH M OYUCTKH KOJIOHOYHOH xpomaTtorpadueit [cumukarens (12 1), amroupys DMASO B IXM ot 0 mo
40%] (26 mr, 0,042 Mmmonb, Beixox 11,05%) mpoxykTa B Bue 6e0ro TBEpAOTO BEIIECTBA;

'H SIMP (300 MI', IMCO-dg) & 8,93 (c, 1H), 8,58 (1, J=5,8 T', 1H), 8,01 (1, J=8,6 I'n, 1H), 7,77 (c, 1H),
7,74-7,61 (M, 1H), 7,49-7,43 (M, 1H), 7,36-7,31 (M, 2H), 7,27-7,21 (m, 1H), 7,17-7,12 (M, 1H), 5,57 (¢, 2H), 4,33
(m, J=5,5 T'n, 2H), 4,00 (c, 2H), 3,82 (T, J=11,9 I'u, 2H), 3,55-3,51 (M, 2H), 3,15-2,97 (m, 1H), 2,13-1,97 (M, 2H),
1,81-1,64 (m, 2H), 1,34-1,20 (M, 2H), 1,00-0,92 (M, 2H);

F SIMP (282 MI', IMCO-dg) & -101,18, -121,66;

MC (ES+) 620,6 (M+1); MC (ES-): 654,5, 656,5 (M+Cl).

Cxema 237
f .
N3 N Y
o
N HN
=N O

HoN HoN 237a ] &

235a o)

Momyuenne 1-(2-((2-((3-x70p-2-DTOPOCHIMIT)aMUHO)-2-0KCOITHN )(ITUKITOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(4-tmxnonpormnmunepasun- 1 -kapookcamuio)- 1 H-urnazon-3-kapbokcamuaa (237a).

CoennHeHme 237a MOJTy9aJIi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcodTH )- | H-uamazon-5-kapbonmnasuna (235a) (200 mr, 0,19 mmoins) u 1-
nukIIonpormimunepasunaa (48 mr, 0,38 mmons), ncnons3ys TEA (0,11 M, 0,76 MMoIb) B KadecTBe OCHOBaHUS
10 METOJMKE, MPUBEACHHOMN 111 cTamuu 4 cxeMbl 129. DTo mano mocie o0pabOTKH PeakIMOHHON CMECH U OYH-
CTKH KOJIOHOYHOW (udmI-xpomarorpadueii [crmukarens (12 r), amoupyst DMASO B IXM ot 0 no 40%] 1-(2-
((2~((3-x10p-2-pTOPOEH3MIT)aMHIHO )-2 -OKCOA T ) LUKJIOTTPOIIHIT )aMHUHO )-2-OKCOITHII ) - 5-(4-
[UKJIOTIPOTIMIIIIUIIEpa3nH- 1 -kapookcamuo)- 1 H-nanazon-3-kapbokcamun (237a) (30 mr, 0,048 mMmoub, BEIXOA
25%) B BuE 0OEI0T0 TBEPAOTO BEIECTRA;

'H SIMP (300 MI'u, JIMCO-de) & 8,65 (c, 1H), 8,50 (t, J=5,9 ', 1H), 8,21-8,15 (m, 1H), 7,67-7,60 (M,
1H), 7,60-7,42 (M, 3H), 7,35-7,28 (m, 1H), 7,27-7,20 (M, 1H), 7,18-7,09 (M, 1H), 5,61 (c, 2H), 4,33 (n, J=5,7 I'Ly,
2H), 3,99 (c, 2H), 3,42 (1, J=4,9 T'n, 4H), 3,10-3,01 (M, 1H), 2,58-2,52 (m, 4H), 1,71-1,61 (M, 1H), 1,02-0,96 (M,
2H), 0,95-0,89 (M, 2H), 0,46-0,40 (m, 2H), 0,38-0,33 (M, 2H);

PF SIMP (282 MTI'n, IMCO) & -121,60;

MC (ES+) 625,7 (M+1), 647,7 (M+Na); (ES-) 623,6 (M-1).
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Cxema 238
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Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO )-2-0KCOITHIT ) (LIUKIIOIPOITHIT)aAMHUHO )-2-OKCOITHIT)-5-
(3-(2-(mTHNaMuHO )3 THI)ypenno)-1 H-uanazon-3-kapbokcamuna (238a).

CoeauHenue 238a MOJTy4asu u3 3-kapoamomni-1-(2-((2-((3-xmop-2-pTOpOCH3MIT)aMHHO)-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KCcodTHI )- | H-uamazon-5-kapbonmnasuna (235a) (150 mr, 0,14 MMoib) u
Nl, NI-Z[I/I3TI/IJ13T3.H—1,2—,£[I/IaMI/IHa (33 wmr, 0,29 Mmmoms), ucnions3yst TEA (0,08 mut, 0,57 MMOJTB) B KauecTBE OCHO-
BaHUs 110 METOJIHKE, MPUBEACHHON M1 cTanuu 4 cxembl 129. D10 namo mociie 06paboTKH peakKIMOHHONW CMECH,
OYHNCTKH KOJIOHOYHOH (hiami-xpomarorpadueit [cunukarens (12 1), smoupys DMASO B JIXM ot 0 no 40%] u
npen-BOXX [amoupys CH;CN B Bome (comepxur 0,1% TOK) ot 0-100%] 1-(2-((2-((3-xmm0p-2-
(hropOEeH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKIIOTPOTIHIT )aMHUHO )-2 -0KCO3THN)-5-(3-(2-( AMA THIAMIHO ) 3THI ) YPEHIO ) -
1H-unna3on-3-kapookcamuna (238a) (16 mr, 0,026 mmonb, Beixon 18%) B Buae 0eioro TBEpIOTrO BEIIECTBA C
METAJUIMIECKUM OTTCHKOM;

'H SIMP (300 MI', JIMCO-de) & 8,81 (c, 1H), 8,50 (t, J=5,9 T'u, 1H), 8,24-8,13 (M, 1H), 7,60 (c, 1H),
7,53-7,41 (m, 3H), 7,33-7,27 (m, 1H), 7,27-7,19 (M, 1H), 7,17-7,07 (m, 1H), 6,00 (1, J=5,4 T'u, 1H), 5,60 (c, 2H),
4,33 (m, J=5,7 T'u, 2H), 3,98 (c, 2H), 3,16 (x, J=6,2 T'n, 2H), 3,09-2,95 (M, 1H), 2,57-2,50 (m, 6H), 1,07-0,83 (M,
10H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,45 (mux TPK), -121,60;

MC (ES+) 615,7 M+1); MC (ES-): 614,6 (M-1).

Cxema 239
HO
o N/ﬁfN\)L DTIEIZA o)\% N\)'\ /Q
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TEA N/\n/ \)J\”
F
HsC 239b
5 cl

[Monyuenne N-(3-amermi-1-(2-((2-((3-xm0p-2-pTOpOEH3NIT)aMUHO )-2-0KCOITHI ) (LIUKIOTPOITHIT ) aAMHHO)-2-
okcoatn)- 1 H-nanazon-5-mn)-3,3-nudropnunepuaunn- 1 -kapoboxcamuna (239b).

Cragus 1: HOIy4eHUe 3-anetni-1-(2-((2-((3-x10p-2-pTopOeH3MIT)aMUHO)-2 -
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KcoaTHI)- | H-nHnazon-5-kapbonmnazuaa (239a).
CoenuHenue 235a MOTy4aau u3 3-anetui-1-(2-((2-((3-xyop-2-¢pTopOeH3MIT)aMIUHO)-2-

OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KcOodTHI )- | H-uamazon-5-kapbonoBoii  kmcmotel  (228a) (630 wmr, 1,26
MMOJIb) IO METOJMKE, IPUBEICHHOM IS cTaauu 3 cXxeMbl 129, ¢ moidydeHneM MpoayKTa B Buae 0er1oro TBepao-
ro BemectBa (750 mr, 1,426 Mmmomnb, Bexon 113%), KoTopoe MCTIONB30BaIM HA CIEIYIOIEeH cTaquu 6e3 IoIo-
autenbHON ouncTku;. MC (ES+): 526,5 (M+1).

Cramqus 2: TTOJTy9ICHUE N-(3-ametunin-1-(2-((2-((3-xmop-2-hpTopOeH3MIT)aMUHO)-2-
OKCOITHI ) (ITUKIIOTIPOIIHI ) aAMHHO )-2-0KCcOodTHI ) - | H-uamazon-5-mn)-3,3-mudropnunepuaui- 1 -kapbokcamuia
(239b).

CoeauHenue 239b MOJTy4ann u3 3-anermi-1-(2-((2-((3-x10p-2-pTOpOCH3MIT)aMHHO)-2-

OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0KcodTHI)- | H-unazon-5-xkapoonnnaszuna (239a) (350 mr, 0,67 mMMoip) u
3,3-nudTopnunepuanH ruapoxiopuaa (210 mr, 1,33 mmons), ncnonssys TEA (0,37 mi, 2,66 MMoIIb) B KadecT-
BE OCHOBAHUS 110 METOJMKE, IPUBEICHHOMN 11 cTaguu 4 cxeMbl 129. 310 nano nocie o0pabOTKH peakIMOHHOM
CMECH M OYHMCTKH KOJIOHOYHOH Qudni-xpomarorpadueit [cunmkarens (12 r), amoupyst DMASO B IXM ot 0 mo
40%)] N-(3-ametmi-1-(2-((2-((3-x10p-2-hTOPOESH3INIT)aMHUHO )-2-0KCOITHI ) (IIUKIOIPOTIHIT ) aMUHO )-2-OKCOITHI ) -
I H-uanazon-5-mn)-3,3-mudTopnunepuant- 1 -kapbokcamuzg (239b) (190 mr, 0,31 mmonb, Beixox 46%) B BHIE
0eIroTo TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-de) & 8,83 (c, 1H), 8,48 (t, J=5,8 I'u, 1H), 8,28-8,19 (m, 1H), 7,63-7,52 (M,
2H), 7,45 (tm, J=7,6, 1,7 Ty, 1H), 7,23 (11, J=7,3, 6,8, 1,7 I'y, 1H), 7,15-7,07 (M, 1H), 5,70 (c, 2H), 4,34 (x,
J=5,7 I'u, 2H), 3,99 (¢, 2H), 3,82 (T, J=12,0 I'y, 2H), 3,61-3,47 (M, 2H), 3,19-3,01 (m, 1H), 2,60 (c, 3H), 2,17-
1,97 (m, 2H), 1,80-1,64 (M, 2H), 1,07-0,96 (M, 2H), 0,96-0,80 (M, 2H);

PF SIMP (282 MI'y, IMCO-dg) & -101,17, -121,61;
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MC (ES+) 619,7 (M+1); (ES-): 617,6 (M-1).

Cxema 240
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HATU, DIPEA HaC 4y 240e " ci Y 2401 c
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[Monyuenne 2-(3-anermn-5-amuno-1H-unnazon-1-mr)-N-(2-((3-xm0p-2-pTOpOEH3MIT)aMUHO)-2-OKCOITHI)-
N-muknonponuianeramua (240f).

Cranus 1: nomxyaenue 3tui-2-(3-unono-5-aurpo-1H-unnazon-1-mr)anerara (240b).

Peakmmst 3-nomo-5-uutpo-1H-unmazona (240a) (3 r, 10,38 mmomns) ¢ atmin-2-6pomaneratom (1,38 wmur,
12,46 mMoutp), ucronb3ys ruapun Hatpus (0,46 T, 11,42 MMoib) B KadecTBe OCHOBAHHS 10 METOIMKE, MPUBE-
JIeHHOW Tt ctamuu 1 cxembl 57, manma mocie o0pabOTKH peaKIIMOHHOW CMECH W OYUCTKH KOJIOHOYHOU (hJIdII-
xpomarorpadueii [cunukarens (40 r), amoupyst EtOAc B rekcane ot 0 1o 30%] stmn-2-(3-nomo-5-autpo-1H-
nHpazoun-1-mn)anerat (240b) (2,52 r, 6,72 mmons, Bexo 64,7%) B BUIE OPAHKEBOTO TBEPOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dq) & 8,38-8,30 (M, 2H), 7,95 (1, J=9,9 I'u, 1H), 5,56 (c, 2H), 4,16 (x, J=7,1
I'm, 2H), 1,21 (1, J=7,1 I'y, 3H);

MC (ES+): 376,3 (M+1), 398,3 (M+Na).

Cranus 2: momydeHue 3Tmi-2-(3-anetwi-5-autpo- 1 H-uanazon- 1 -um)anerara (240c).

Peakums s1Hn-2-(3-nono-5-antpo-1H-nnnazon-1-un)anerara (240b) (1,5 r, 4,00 mmons) B Tommyose (40
Mi1), uconb3ys TpuOyTwi(1-aTokcnBunamT)cTanHad (1,62 mi, 4,80 mmons) u Pd(PPh;), mo meroxnke, npuse-
JCHHO¥ [t ctaauu | u ctanuu-2 cxemsl 206, gana mocie 00padoTKU pPEeaKIIMOHHONW CMECH U OYUCTKH KOJIOHOY-
HOHM ru-xpomarorpadueit [cunukarens (24 1), amoupyst EtOAc B IXM ot 0 no 20%] stmn-2-(3-anermn-5-
Hutpo- 1 H-manazon-1-mr)anerar (240c) (0,83 1, 2,85 Mmoub, BeIxox 71%) B BHIE TEMHO-OPAaHKXEBOTO TBEPIOTO
BEIIICCTBA;

'H IMP (300 MI'u, IMCO-d) & 9,01 (ma, J=2,3, 0,7 I'n, 1H), 8,37 (mn, J=9,3, 2,2 T, 1H), 8,06 (ux,
J=9,3, 0,7 I'y, 1H), 5,70 (c, 2H), 4,19 (x, J=7,1 T'n, 2H), 2,67 (¢, 3H), 1,22 (T, J=7,1 I'y, 3H);

MC (ES+): 292,3 (M+1), MC (ES-): 326,3 (M+Cl).

Cramus 3: nmomydenne 2-(3-anetmin-S-autpo- 1 H-uagazon- 1 -mn)ykcycHoit kuciaotsr (240d).

Peaxmwst otnn-2-(3-anernun-5-aurpo-1 H-uanazon-1-un)anerara (240¢) (0,8 r, 2,75 mmoins) B TT'D (20 mu),
UCTIONB3Ys pacTBOp ruapara runpokcuna aurust (0,13 r, 5,49 mmons) B Boze (5 MIT) IO METOANKE, TPUBEACHHOM
UL cTaguu 2 cxeMbl 129, mama mociie 00pabOTKH peakHOHHOM cMmecu 2-(3-aneTtuin-5-autpo-1H-unmazon-1-
) ykcycHyto kucnory (240d) (0,71 r, 2,7 mmons, Beixox 98%) B Buze 6enoro TBEpAOTo BEUIECTBA C METaLIU-
YECKUM OTTECHKOM;

'H SIMP (300 M, IMCO-dy) & 13,52 (c, 1H), 9,00 (n1, J=2,2, 0,6 T'n, 1H), 8,36 (m1, J=9,3, 2,2 T'n, 1H),
8,06 (1, J=9.,4, 0,7 I'n, 1H), 5,58 (c, 2H), 2,67 (c, 3H);

MC (ES+): 264,3 (M+1); MC (ES-): 262,2 (M-1).

Cramus 4: momydenue 2-(3-aunermn-5-uurtpo-1H-unnazon-1-m)-N-(2-((3-x10p-2-propOeH3un)aMuno)-2-
okcodTh)-N-TKIonponmianeramMuaa (240e).

Peaxmust 2-(3-anetmn-5-autpo-1 H-uanazon-1-un)ykeycHoi kuciotsl (240d) (0,65 T, 2,47 mmons) ¢ N-(3-
xJ0p-2-PTopdeH3mn)-2-(muKIonponmwiaMuHo )aeramuaoM (10b) (0,7 T, 2,72 MMOb) 1O METOAMKE, PUBEICH-
HOW g cTaauu 3 cXeMbl 2, Jana mocie oOpaboTKH peaKIMOHHOW CMECH W OYHCTKH C TIOMOIIBIO (hIdii-
KOJIOHOUHOW Xpomartorpaduu [cummkarens (12 1), smoupys DMASO 8 IXM ot 0 mo 40%] 2-(3-ametmi-5-
HUTpo- 1 H-urmnazon-1-wmr)-N-(2-((3-x10p-2-hTopOeH3mIT)aMIHO ) -2 -0kcod T ) -N-nukinonponmianeramMun  (240¢)
(820 wmr, 1,63 mmob, BBIX0J 66%) B BUIE CBETIO-OPAaHKEBOTO TBEPAOIO BEIIECTBA;

'H SIMP (300 MTI'tr, IMCO-dg) & 9,00 (mux, J=2,3, 0,6 T, 1H), 8,49 (t, J=5,9 T, 1H), 8,30 (mum, J=9,3, 2.2
I'y, 1H), 7,95 (ax, J=9,3, 0,7 I'u, 1H), 7,45 (tn, J=7,6, 1,7 I'n, 1H), 7,26-7,17 (m, 1H), 7,09 (Tn, J=7,9, 1,0 I'L,
1H), 5,87 (¢, 2H), 4,34 (n, J=5,7 I'u, 2H), 3,99 (c, 2H), 3,19-3,07 (M, 1H), 2,67 (¢, 3H), 1,09-0,99 (M, 2H), 0,96-
0,86 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,56;

MC (ES+): 524,4 (M+Na), MC (ES-): 536,3 (M+Cl).

Cragus 5: nonyuenue 2-(3-amerwi-S-amuno-1H-namaszon-1-mr)-N-(2-((3-xmop-2-propOeH3m)aMuHo)-2-
okcodTh)-N-1rKnonponmianeramuaa (240f).

K pactBopy 2-(3-anermi-5-autpo-1H-unmazomn-1-ni)-N-(2-((3-x10p-2-QTOpOESH3MIT)aMHHO )-2-OKCOITHI) -
N-nuxnonponmianeramuaa (240e) (800 mr, 1,59 mmons) B TT® (20 mi) u MeOH (5 M) mpubasmmm NH,CI
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(1,71 1, 31,9 mmomnb), ek (1,04 T, 15,94 MMOJIB) U IepeMeIIMBay IPH KOMH. TEMII. B TeucHHE 3 4. Peaknmon-
HYI0 CMeCh OTQIIBTPOBAIN yepe3 cioi menura, nmpoMsern 20% MeOH B EtOAc (2x8 mi). @uiibTpaT KOHIICH-
TPHUPOBAJIM B BAKYyME JIOCYXa W MOJYYCHHBIH OCTATOK CYCICHIUPOBAIN B HACHIIIICHHOM BOJHOM PACTBOPE XJIO-
puna vHatpust (60 M) n EtOAc (80 mir). Opranudeckuid o OTAEIWIN CYIIWIIN, (GUIBTPOBAIN U KOHILIEHTPUPO-
BaJll B BakyyMe ¢ monydeHuem 2-(3-anetwi-S-amuHo- 1 H-uanazon-1-mm)-N-(2-((3-xm0p-2-hTopOeH3MIT)aMUHO ) -
2-oxcoatni)-N-nuknonponmianeramuaa (240f) (650 mr, 1,378 Mmons, Berxox 86%) B BHIIE CBETIO-OPAHKEBOTO
TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-de) & 8,47 (1, J=5,4 T, 1H), 7,53-7,41 (m, 1H), 7,35 (1, J=8,9 I'u, 1H), 7,30-
7,07 (m, 3H), 6,81 (1, J=8.9, 2,1 'y, 1H), 5,60 (c, 2H), 5,21 (c, 2H), 4,34 (m, J=5,8 T'm, 2H), 3,98 (c, 2H), 3,14-
3,03 (M, 1H), 2,53 (c, 3H), 1,04-0,95 (m, 2H), 0,93-0,84 (M, 2H);

PF SIMP (282 MTI'ty, IMCO-dg) & -121,62;

MC (ES+): 472,4 (M+1), 494,4 (M+Na), MC (ES-): 506,4 (M+Cl).

Cxema 241
HoN Y
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IMomyuenne N-(3-ametwmi-1-(2-((2-((3-xmop-2-hTOpOSH3UIT)aMHUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT ) aMHHO )-2 -
okco3TnN)- 1 H-uanazon-5-wn)mukinorekcankapookcamuaa (241a).

Peakmms  2-(3-auerun-5-amuno- 1 H-nanazon-1-mm)-N-(2-((3-x10p-2-propOeHsm)aMiHo)-2-0KcodTri)-N-
mukonporaneramuaa (240f) (100 mr, 0,21 MMoinb) ¢ HUKIOreKcaHKapOoHOBO# kucioroi (33 wr, 0,25
MMOJIB) 110 METOJIUKE, IPUBEICHHON IS CTaIUK 3 CXEMBI 2, lajia rnocjie 00paboTKN peakIMOHHON CMECH U O4YH-
CTKH KOJIOHOYHOH (himam-xpomarorpadueii [cunmkarens (12 r), smoupyst EtOAc B rekcane ot 0 o 100%] N-(3-
anetmi-1-(2-((2-((3-xmop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT )( LIUKIIONPOTIMIT)aMUHO ) -2 -0KcoaTHi)- | H-nHnazon-
S-un)nuknorekcankapookcamun (241a) (85 mr, 0,15 mmonb, BeIxoa 69%) B Bue OSIIOTO TBEPOTO BEIICCTBA;

'H SIMP (300 MI't, IMCO-d) & 9,97 (c, 1H), 8,54-8,51 (m, 1H), 8,48 (1, J=5,9 T'u, 1H), 7,67-7,56 (M,
2H), 7,50-7,42 (m, 1H), 7,27-7,17 (m, 1H), 7,10 (11, J=7,9, 1,0 I'n, 1H), 5,71 (c, 2H), 4,34 (n, J=5,8 T'u, 2H),
3,98 (c, 2H), 3,18-3,04 (m, 1H), 2,60 (c, 3H), 2,41-2,28 (m, 1H), 1,91-1,58 (M, 6H), 1,52-1,14 (M, 4H), 1,07-0,97
(M, 2H), 0,95-0,84 (M, 2H);

PF SIMP (282 MTI'ny, IMCO-dg) & -121,60;

MC (ES+): 604,6 (M+Na); MC (ES-): 580,5 (M-1), 616,5 (M+Cl).

Cxema 242
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[Tonyuenne 2-(3-ametnin-5-(2-muxionponmiamneraMuio )- | H-uagazon- 1 -mr)-N-(2-((3-xmmop-2-
(hropOEH3MIT)aMHUHO )-2-0KCOATHI )-N-ITUKIIoNponmiIaneTaMmuaa (242a).

Peakmmst  2-(3-aneTwi-5-amuno- 1 H-uamazon-1-uim)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nukinonpormianetamuna (240f) (100 mr, 0,21 mMMonb) ¢ 2-MUKIONPONMMIYKCYCHON Kuciotod (25 wr, 0,25
MMOJIb) TI0O METOJHMKE, IPUBEIACHHOMN I CTAIWK 3 CXEMBI 2, naa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH piami-xpomarorpadueit [crmmkarens (12 1), amoupyst EtOAc B rekcane ot 0 no 100%] 2-(3-
aneTmi-5-(2-uukiaonponuianeramMmuio)- 1 H-nanazon-1-mm)-N-(2-((3-xmop-2 -G ropOeH3uI)aMHHO ) -2 -OKCOITHII )-
N-muknonponuinaneramuy (242a) (80 r, 0,14 mmounb, BeIxoa 68%) B BHIe OSIIOT0 TBEPIOTO BEIICCTBA;

'H SIMP (300 MTI'ti, IMCO-dg) & 9,98 (c, 1H), 8,56-8,43 (m, 2H), 7,68-7,57 (M, 2H), 7,50-7,42 (v, 1H),
7,10 (tm, J=7,9, 1,0 'y, 1H), 7,15-7,06 (M, 1H), 5,72 (¢, 2H), 4,34 (n, J=5,8 T'n, 2H), 3,99 (c, 2H), 3,17-3,05 (M,
1H), 2,60 (c, 3H), 2,23 (n, J=7,0 'y, 2H), 1,14-0,97 (M, 3H), 0,96-0,85 (M, 2H), 0,55-0,44 (M, 2H), 0,26-0,16 (M,
2H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,60;

MC (ES+): 576,6 (M+Na); MC (ES-): 588,5 (M+Cl).
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Cxema 243
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[Momyuenne 1-(2-((2-((3-xm0p-2-hTOpOEH3MIT)aMUHO )-2-0KCOITHN ) (IAKIOO Yy THIIMETHIT ) aMUHO )-2 -

okcoatnn)- 1 H-uanazon-3-kapookcamuna (243b).

Cramus 1: momyaenne N-(3-xmop-2-hTopoeH3mn)-2-((UKI00yTHIIMETHI ) aMHHO )arieTaMua (243a).

Peaxmmst 2-xmop-N-(3-xmop-2-propoensun)aneramuaa (35b) (243 wmr, 1,03 MMOJIB) ¢ TTMKIOOYTHIIMETaHA-
MUH ruApoxjopuaoM (250 mr, 2,056 MMOIb) TT0 METOIMKE, IPUBEACHHON ISl CTaAMK 2 CXeMBI 35, maja mocie
00paboOTKN peaKIMOHHONW CMECH M OYMCTKH KOJOHOYHOU QumIi-xpomaTtorpadueii [cumukarens (12 1), dmoupys
EtOAc/MeOH ©:D B reKcaHe oT 0 bi (o) 60%] N-(3-xn0p-2-¢pTopbensuin)-2-
((umknoOyTuIMeTH)aMmuHo )arietamun (243a) (203 mr, 0,71 mmonb, Beixon 69%) B Buie OSCIIBETHOTO Macia,
KOTOpOE OBLJIO MCIOJIF30BAaHO B TAKOM BHJIC Ha CIICAYIOIICH CTAIHM;

MC (ES") 285,4 (M+1); (ES") 283,3 (M-1).

Cramust 2: nomydyenue 1-(2-((2-((3-xnop-2-hTopOeH3mIT)aMHHO)-2-0KCOITHIT ) (LIUKIO0Y THIMETHI)aMHHO )-
2-okcoatin)-1H-unnazon-3-kapookcamuna (243b).

Peaktmst  N-(3-x5mop-2-¢dropoen3mn)-2-((MuKIo0y THiIMe T )aMuHo )aietamuaa  (243a) (109 wmr, 0,38
MMoOJIb) ¢ 2-(3-kap6amoni-1H-urnazomn-1-un)ykcycHoi kuciaoroi (2¢) (92 mr, 0,42 MMOJIB) TI0 METOAMKE, TIPH-
BEJICHHOW ISl CTaIiU 3 CXEMBI 2, Jana mocjae 00paboTKH PEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpomarorpadueit [cumukarens (12 1), smompys DMASO B XM or 0 mo 40%] 1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKJIOO Y THIIMETHI ) aMHUHO )-2-0Kkc0odTHN ) - | H-uHnazomn-3-kapbokcamua (243b)
(48 mr, 0,1 MMoutB, BEIXOZ 26%) B BUAE OEI0T0 TBEPAOTO BEIECTBA CMECH JIBYX POTAIMOHHBIX H30MEPOB,;

'H SIMP (300 MI', IMCO-dg) & 8,83 (1, J=5,7 T'r) u 8,46 (t, J=5,8 T'w) (21, 1H), 8,18 (1, J=8,1 T', 1H),
7,79-7,65 (m, 1H), 7,58-7,05 (M, 7H), 5,57 u 5,462 (c, 2H), 4,45 (0, J=5,5 Tn) u 4,33 (m, J=5,7 I'n) (2x, 2H), 4,22
u 3,92 (2¢, 2H), 3,53 wu 3,29 (2n, J=7,2 T'y, 2H), 2,73-2,60 u 2,47-2,32 (M, 1H), 2,07-1,50 (M, 6H);

PF SIMP (282 MI', IMCO-dg) & -121,18, -121,60;

MC (ES+) 486,5 (M+1); (ES") 484,5 (M-1).

Cxema 244
LBUO t BuO
)\\ Pdy{dba), 0
o] Xanthphos N
N C5,C0; ' Tnmc N
N\ R Ny \
OH
HN=S /
214b N =N 244a 244b %/
N\)'L f\@,
/\S /\rrN\)L
£
HATLU, DIFEA
DMEA Cl
244¢
[Tonyuenne 1-(2-((2-((3-xm0p-2-pTOpOEH3MIT)aMUHO )-2-0OKCOITHI ) (M30TIPOITHIT ) aMUHO )-2-0KCOITHI )-5-

(mupuMuauH-5-mnokcn)- 1 H-uanazon-3-kapookcamuaa (244c¢).

Cramus 1: momydenue TpeT-OyTmii-2-(3-kapbamonn-5-(mupuMuanH-5-unokcH)- 1 H-uagazon-1-nm)amerara
(229a).

Peakmmst  Tper-OyTHn-2-(3-kapdbamonn-5S-ruapokcu-1H-unnazon-1-um)anerata  (214b) (164 wmr, 0,56
MMoOIb) ¢ S-Opommupumunuaom (107 mr, 0,68 mMmois), ucronb3ys kapOoHar nesus (367 mr, 1,13 mMmoib),
Pd,(dba); (26 mr, 0,03 MMoie) 1 (9,9-mumernn-9H-kcanren-4,5-nunn)ouc(audpenundocdun) (Xantphos, 33 mr,
0,06 MMoOJIB) TTO METOAMKE, TIPUBEJACHHOM At cTaauu 1 cxemsl 97, nana mociae oOpadOTKH peakIMOHHOM cMecH
M OYMCTKU KOJIOHOYHOH (iamr-xpomarorpadueit [cunukarens (12 ), amoupys meranosioM B IXM ot 0 mo
100%] Tper-0yTmn-2-(3-xkapbamoni-5-(mupuMuauH-5-miokcn)- 1 H-uanazon-1-uwn)anerar (229a) (39 wmr, 0,11
MMOJIB, BEIX0J 19%) B Buze 6€10T0 TBEPAOTO BEUIECTBA C METAIUTMISCKIM OTTEHKOM;

MC (ES+): 370,4 (M+1); MC (ES-): 368,3 (M-1).

Cramus 2: nomydenue 2-(3-xapbaMomi-S-(mupuMHUIUH-5-mI0kcH)- 1 H-unma3om-1-mi1)ykcycHOH KHCIIOTHI
(244b).

Peakumst  TpeT-OyTnin-2-(3-kapbamoni-5-(mupuMuauH-5-1iokcn)-1 H-uanazon-1-un)anerara  (244a) (39
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mr, 0,11 mmoie) ¢ TOK (0,24 mi, 3,17 mmons) B IXM (10 mit) mo METOIUKE, MPUBEICHHOMN AJIs CTaIuH 2 CXe-
MBI 2, nana nociie o0paboTKN peakIMOHHON cMecH 2-(3-kapbamonn-5-(mupuMuanH-5-nnoken)-1H-urnazon-1-
WIT)YKCYCHYIO KHCIHOTY (244b) (33 mr, 0,11 MmMois, Beixon 100%) B Buzae »enToro TBEpIOTO BemiecTa B (opme
agnykra TOK;

MC (ES+): 314,3 (M+1); MC (ES-): 312,3 (M-1).

Cramus  3: momyderne  1-(2-((2-((3-x5op-2-pTopOeH3wmT)aMIHO )-2-0KCOITHI )(MU30TIPOTIHIT ) aMHHO )-2 -
OKCO3THIN)-5-(MupuUMHIUH-5-10kcn )- 1 H-uanazon-3-kapbokcamuna (244c).

Peakmust TOK ammykra 2-(3-kapbamoni-5-(mupuMuanH-5-uiaokcH)- 1 H-mana3001-1-uin)ykCyCHOM KUCITIOTHI
(244b) (33 wr, 0,11 mmonb ¢ N-(3-xsop-2-hropoensmn)-2-(u3onponmiamuno Janetramunom (19¢) (33 mr, 0,13
MMOJIb) 110 METOJIUKE, IPUBEICHHON ISt CTaIUK 3 CXEMBI 2, ajia rnocjie 00paboTKN peakIMOHHON CMECH U OYH-
CTKH C TIOMOIIBIO (IIBII-KOJIOHOYHOH XpomaTorpaduu [cummkarens (12 1), amoupyst DMA-80 B JIXM, ot 0 1o
100%] 1-(2-((2-((3-x10p-2-hTOPOEH3MIT)aMHHO )-2-OKCOITHIT )( U3OTIPOITHIT )aMHHO )-2-OKCOATHI ) -5 -( AP MU IHH-
S-unokcn)-1H-urnazon-3-kapookcamun (244c) (8 mr, 0,014 mmonb, Beixoq 14%) B Bume 0enoro TBepIoro Be-
IIECTBA C METAIIIMYECKUM OTTEHKOM KaK CMECH JBYX POTAIlMOHHBIX H30MEPOB;

'H IMP (300 MI'u, IMCO-dg) 5 10,83 1 10,78 (2¢, 1H), 9,57 u 9,56 (2¢, 1H), 9,29 u 9,28 (2¢, 2H), 8,91 u
8,90 (2¢c, 1H), 8,85 (1, J=5,8 T'm) m 8,40 (T, J=5,9 I'n) (21, 1H), 7,60-6,94 (M, 6H), 5,62 u 5,50 (2¢, 2H), 4,63-3,78
(M, 5H), 1,23 (m, J=6,1 I'n) n 0,99 (1, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-de) & -121,20, -121,69;

MC (ES+): 554,5 (M+1), 576,5 (M+Na); MC (ES-): 552,5 (M-1), 588,5 (M+Cl).

Cxema 245
N\
\_/
N3 NH2 NH
N oY Y
O l/\l \)J\ HN N\i
=N N N
H N =N O .
© 23523 HN 2458 cl

oxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT)AMHUHO )-2-OKCOITHIT )-5-
(3-(mupuamn-4-mn)ypenno)- 1 H-uanazon-3-kapookcamuna (245a).

CoenuHeHnue 245a HOyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-pTopObeH3mIT)aMUHO) -2 -
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO))-2-0KcodTHI)- | H-uunazon-5-xkapoonnnaszuna (235a) (300 mr, 0,29 mMMmoib) u
mupuanH-4-amuHa (53,6 Mmr, 0,569 MMmons), uconszys TEA (0,16 mi, 1,14 MMoIb) B KauecTBE OCHOBAHUS 110
METOJIMKE, TIPUBEICHHON sl cTamuu 4 cxembl 129. D10 mano mocie oOpaboTKH peaKIMOHHOW CMECH, OUYHUCTKH
KOJIOHOYHOW (immi-xpomatorpadueit [cumikarens (12 1), smoupys DMASO B IXM ot 0 mo 40%)] u mpen-
BOXX [amonpys CH;CN B Boze (comepxkur 0,1% TDK) ot 0-100%] 1-(2-((2-((3-x10p-2-hTOpOEH3MIT)aMIHO )-
2-0KCOATHI ) (IUKIOTIPOTIHII)aMUHO )-2 -0KCO3THN)-5-(3-(mupuauH-4-mi) ypenno )- | H-uanazon-3-kapbokcamu g
(245a) (9 mr, 0,015 MmmoB, BEIXO 5%) B BHIE OETOTO TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) & 10,75 (¢, 1H), 9,87 (c, 1H), 8,60 (n, J=6,8 I', 2H), 8,51 (t, J=5,9 Iy,
1H), 8,44 (m, J=1,9 I'u, 1H), 7,94 (a, J=6,6 ', 2H), 7,73-7,68 (m, 1H), 7,62 (1, J=9, 0 I'i, 1H), 7,51-7,41 (m,
2H), 7,40-7,31 (m, 1H), 7,30-7,19 (m, 1H), 7,18-7,06 (M, 1H), 5,65 (c, 2H), 4,33 (1, J=5, 7 I'y, 2H), 3,99 (c, 2H),
3,13-2,97 (m, 1H), 1,08-0,95 (m, 2H), 0,95-0,82 (m, 2H);

PF SIMP (282 MI'n, IMCO-dg) & -73,66 (mmux TDK), -121,58;

MC (ES+): 593,5 (M+1).

CxeMma 246
N3 NH2 NH
N Y
5 Nﬁ( \)L HN 9
/ —P- N
NN
H,N No©O F
235a H,N o, 2468 al

Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT ) aAMHUHO )-2-OKCOITHIT )-5-
(3-muknorexcumypeunno)- 1 H-uanazon-3-kapookcamunaa (246a).

CoennHeHne 246a TOJTyYaJTi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (ITUKIIOTIPOIIHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-5-kapbonmnasuna (235a) (300 mr, 0,29 MMoibs) u
nukiorekcanamuna (57 mr, 0,57 MmMonb), ucnions3yst TEA (0,16 M, 1,14 MMoITb) B KadecTBE OCHOBAHHMS TI0 Me-
TOJAMKE, MPHUBEIECHHON I cTamuu 4 cxembl 129. OTo mamo mociie 00paOOTKH PEaKIIMOHHOW CMECH, OYHUCTKH
KOJIOHOYHOH (himami-xpomarorpadueit [cumukarens (12 1), amoupyst DMASO B IXM ot 0 mo 40%] 1-(2-((2-((3-
XJIOp-2-(PTOPOCH3UIT)aMHHO )-2-0KCOITHI ) (IIUKIIOTIPOITIII ) aMHHO ) -2 -0KCO3THI ) -5 -(3-uKIorekcmypeno)- 1 H-
HHIa30I1-3-Kapookcamus (246a) (15 mr, 0,025 mmons, BeIxon 9%) B Bue 0€JI0T0 TBEPAOTO BEIICCTBA;
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'H SIMP (300 MTI'ti, IMCO-dg) & 8,50 (t, J=6, 0 T'i, 1H), 8,42 (c, 1H), 8,24-8,12 (m, 1H), 7,60 (c, 1H),
7,55-7,37 (m, 3H), 7,30 (c, 1H), 7,26-7,18 (m, 1H), 7,12 (1, J=7,8 ', 1H), 5,99 (1, J=7,8 ['n, 1H), 5,60 (c, 2H),
4,33 (1, J=5,8 T', 2H), 3,98 (c, 2H), 3,58-3,42 (M, 1H), 3,14-2,97 (m, 1H), 1,93-1,75 (m, 2H), 1,75-1,61 (m, 2H),
1,61-1,44 (M, 1H), 1,36-1,13 (m, 5H), 1,03-0,95 (M, 2H), 0,95-0,84 (v, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,59;

MC (ES+): 598,6 (M+1).

Cxema 247
RF
F
F
i V o o:<N
N ; Y
© N \/U\N H HN 0
”\’l (o) H - N N\)J\N
F TEA //\ﬂ/ H
HeN cl =N 0 F
o 235a HoN 247a cl
o)

Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHUHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT)-5-
(3,3-mudropnupponnann-1-kapboxkcamuno)-1 H-unnazon-3-kapbokcamua (247a).

CoennHeHne 247a MOJTy9aiTi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)amMuHo )-2-
OKCOITHI ) (IUKIIOTIPOTTHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-5-kapbonmnasuna (235a) (300 mr, 0,29 Mmoinb) u
3,3-mudroprmpponuaua rugpoxiopuna (102 mr, 0,712 mmons), ucnons3ys TEA (0,16 M, 1,14 MMoup) B kade-
CTBE OCHOBAHWSI IO METOJUKE, PUBEACHHOHN I cTaanu 4 cxeMbl 129. D10 nmano mocie o0paboTKH peakIuoH-
HOW CMECH, OYMCTKH KOJOHOYHOH (mam-xpomatorpadueii [cunukarens (12 1), amoupys DMASO B JIXM ot 0
mo  40%)]  1-(2-((2-((3-xmop-2-¢pTopbeH3MIT)aMUHO )-2-0KCOITIIT ) (IUKIOMPOIIHI ) aMUHO )-2-0KCO3THI )-5-(3,3-
mudroprmpponuanH-1-kapookcamuno)- 1 H-uanazon-3-kapbokcamun (247a) (26 mr, 0,043 mmois, Beixox 15%)
B BHJIE OEJIOT0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,58-8,45 (M, 2H), 8,25-8,20 (M, 1H), 7,69-7,63 (m, 1H), 7,61 (x, J=2.,0
I'y, 1H), 7,56-7,42 (m, 2H), 7,36-7,30 (m, 1H), 7,26-7,18 (m, 1H), 7,13 (11, J=7,8, 1,0 I'u, 1H), 5,62 (c, 2H), 4,33
(m, J=5,8 I'y, 2H), 3,99 (¢, 2H), 3,84 (1, J=13,3 T'u, 2H), 3,65 (1, J=7,4 ', 2H), 3,14-2,96 (M, 1H), 2,49-2,38 (M,
2H), 1,06-0,96 (M, 2H), 0,93-0,83 (M, 2H);

PF SIMP (282 MI', IMCO-de) & -100,42, -121,60;

MC (ES+) 606,5 (M+1).

Cxema 248
=~
\ N
N3 Y o ENJ/NHz(h(NH
{ < Y
© N \)LN HN T
R H N N\)LN
F TEA ///\[r H
HoN cl NSO F
o 235a HoN 5 248a cl

Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKITOTIPOTIFLIT ) aMHIHO )-2-OKCOITHI)-5-
(3-(mupuauH-2-mn)ypeuno)- 1 H-uanazon-3-kapookcamuaa (248a).

CoenuHeHnue 248a HOTyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-pTopOeH3mIT)aMUHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO))-2-0KcodTHI)- | H-uuazon-5-xkapoonnnaszuna (235a) (286 wmr, 0,27 MMoib) u
mupuanH-2-amuHa (51 Mr, 0,54 Mmons), ucrions3ys TEA (0,15 mi, 1,11 MMoib) B KauecTBe OCHOBaHUS O Me-
TOIIUKE, MPUBEACHHOW s cTamuu 4 cxembl 129. D10 mamo mocie oOpabOTKM PeaKIMOHHOW CMECH, OYHCTKH
KOJIOHOYHOW (himmi-xpomarorpadueit [cumukarens (12 1), amoupyst DMASO B IXM ot 0 mo 40%] 1-(2-((2-((3-
XJIOP-2-PTOPOCSH3IIT)aMHHO )-2-0KCOI T ) (IIUKIIOMTPOITHIT ) aAMHHO )-2-0KCOATHI )-5-(3-(MUpUINH-2 -1JT) yPEHI0 ) -

1 H-uana3on-3-kap6okcamuy (248a) (11 mr, 0,02 Mmmons, BeIxoa 7%) B Bue O€JIOT0 TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) 8 10,61 (c, 1H), 9,45 (c, 1H), 8,51 (t, J=5,9 T'u, 1H), 8,40 (n, J=2,0 Iy,
1H), 8,34-8,24 (m, 1H), 7,80-7,71 (M, 1H), 7,70-7,64 (M, 1H), 7,60 (z, J=9, 0 I'u, 1H), 7,55-7,42 (m, 3H), 7,36 (c,
1H), 7,27-7,19 (m, 1H), 7,16-7,08 (M, 1H), 7,05-6,97 (M, 1H), 5,64 (c, 2H), 4,34 (n, J=5,7 I'n, 2H), 3,99 (c, 2H),
3,13-2,97 (m, 1H), 1,05-0,97 (M, 2H), 0,96-0,83 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,58;

MC (ES+); 593,5 (M+1); (ES-): 591,5 (M-1).
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Cxema 249

3 Y g ) o
d N/\H’N\)J\N HN ?{\1 Y o]
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=N © D@ TEA N H/\/Q
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o 239a e cl

Momyyenne N-(3-ametwi-1-(2-((2-((3-xmop-2-hTopOeH3UIT )aMUHO )-2-0KCOITHIT ) TUKIOMPOIIIIT)aAMUHO )-2-
okcoaTin)- | H-nanazon-5-mn)munepuaus- 1 -kapooxcamuna (249a).

CoennHeHme 249a TIOJTy9aiTn u3 3-ametmi-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -
OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-5-kapbonmnasuna (239a) (300 mr, 0,57 MMoip) u
nmunepuauHa (97 mr, 1,14 mmons), uctons3yst TEA (0,32 mur, 2,28 MMOITb) B KaueCTBE OCHOBAHUS 110 METOUKE,
MIPUBEICHHON T cTamuu 4 cxembl 129. D10 nano mocie 00paboTKU PEaKIMOHHON CMECH W OYUCTKH KOJOHOY-
HOH (mmI-xpomaTorpadueit [cumukarens (12 r), amoupys DMASO 8 IXM ot 0 mo 40%] N-(3-amerwmn-1-(2-((2-
((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHN ) (IUKIIOTIPOTIFIT )JaMUHO )-2-0KcoaTHI) - | H-nHa301-5-
wi)nunepuaus- 1 -kapookcamun (249a) (42 mr, 0,07 mmoinb, Berxoa 13%) B Buje 6€10ro TBEPIOTO BEIICCTBA;

'H SIMP (300 MI', JIMCO-dq) & 8,63 (c, 1H), 8,48 (t, J=5,9 I'u, 1H), 8,25 (1, J=1,8 T'n, 1H), 7,67-7,50
(M, 2H), 7,50-7,40 (M, 1H), 7,28-7,16 (M, 1H), 7,11 (t, J=7,8 T'u, 1H), 5,69 (c, 2H), 4,35 (1, J=5,6 T', 2H), 4,00
(c, 2H), 3,56-3,40 (M, 4H), 3,21-3,03 (M, 1H), 2,59 (c, 3H), 1,66-1,43 (M, 6H), 1,09-0,98 (M, 2H), 0,97-0,80 (M,
2H);

F SIMP (282 MTI'n, JIMCO-dg) & -121,61;

MC (ES+): 583,6 (M+1); (ES-): 581,6 (M-1).

Cxema 250
N o 3\\
3 NH
V (@] %O Y 0
N/\H/N\)J\N oH /\n/N\/U\
_— N N
Y0 Qe
F
"% 219a cl HCy 250a cl
IMomyuenue TpeT-0yTHi-(3-anerni-1-(2-((2-((3-x10p-2-propOeH3m)aMiHO)-2-

OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KCO3THI)- | H-nHno0mn-6-mm)kapbamara (250a).

CoeauHenue (250a) MOJTy4asu u3 3-anermi-1-(2-((2-((3-x10p-2-pTOpOCH3MIT)aMHHO)-2-
OKCOATHI ) (IIUKJIOTPOIIMII)aMHIHO )-2-0Kc0odTH ) - | H-uHmon-6-kapoonmnaszuaa (219a) (210 mr, 0,4 mMMoms) u 2-
MeTmanpomnas-2-oma (0,23 mi, 2,4 mmoins), ucronsdyss TEA (0,11 mn, 0,8 MMOIIB) B KauyecTBE OCHOBAHHS II0
METOJIMKEe, MPUBEIACHHON s cTamuu 4 cxembl 129, ¢ mosydeHrneM mocie o0paboTKH peaKIMOHHOW CMECH U
OYHCTKH KOJIOHOYHOW XpoMaTorpaduer [cuiukaresb, dIoupys auxiaopMeran/metanon (ot 1:0 go 9:1)] tpet-
OyTni-(3-ametmi-1-(2-((2-((3-xm0p-2-hTopOEH3MIT)aMUHO )-2-0KCOITHN ) (LI KITOTIPOTIFIT )aMUHO )-2 -OKCOITHI ) -

I H-uanon-6-um)kapbamata (250a) (55 mr, 24% 3a aBe ctaaum) B BUaE OEJI0TO TBEPAOTO BEUIECTBA;

'H IMP (300 MI'u, IMCO-dg) 8 9,32 (c, 1H), 8,48 (1, J=5,8 T'u, 1H), 8,19 (c, 1H), 7,99 (1, J=8,6 T'u, 1H),
7,57 (c, 1H), 7,51-7,39 (m, 1H), 7,27-7,18 (M, 2H), 7,17-7,05 (m, 1H), 5,35 (c, 2H), 4,34 (7, J=5,8 ', 2H), 4,00
(c, 2H), 3,11-2,99 (M, 1H), 2,40 (c, 3H), 1,47 (c, 9H), 1,09-0,85 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,67;

MC (ES+): 593,5 u 595,5 (M+Na).

Cxema 251

o)
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S Y 2 Yoo
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0
n
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o 2502 cl

[Monyuenne 2-(3-anetnn-6-amunao-1H-uHmon-1-mm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
mUKJIonponuianeTamusa (251a).

Coenunenne (251a) moayduny myTeM ruaposinza Boc-3amuTHoi rpymmsl TpeT-0yTui-(3-anetmt-1-(2-((2-
((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHN ) (IUKIIOTIPOTIFIT )JaMUHO )-2-0Kc0oaTHI) - | H-nH00-6-1m1)kapbamara
(250a) (47 wr, 0,08 MMob), uctionb3ys 2,2,2-tpudropykcycuyro kucnory (0,127 mi, 1,646 mmons) B JIXM (10
MJIT). DTO JIano mociie 00pabOTKU pEeaKIMOHHONW CMECH M OYMCTKH KOJOHOYHOH (umii-xpoMartorpadueit [cumm-
Karenb, Amoupys auxiopmeran/DMA 80 (ot 1:0 mo 3:1)] 2-(3-amermn-6-amuno-1H-uamomn-1-mr)-N-(2-((3-
XJI0p-2-PpTOpOCH3MIT)aMHHO )-2-0Kc0o3THI)-N-1tKnonponuianetamun (251a) (26 mr, 67%) B BuAe CBETIIO-
KOPUYHEBOTO TBEPJIOTO BEIIECTRA;
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'H SIMP (300 MTI'ti, IMCO-dg) & 8,48 (t, J=5,8 T'i, 1H), 7,95 (c, 1H), 7,80 (x, J=8,4 I'n, 1H), 7,47 (11,
J=7,6, 1,8 T'n, 1H), 7,25 (1, J=7,3, 6,8, 1,8 T, 1H), 7,15 (tx1, J=7,9, 1,0 T'u, 1H), 6,54 (11, J=8,4, 1,9 T'u, 1H),
6,46 (1, J=1,8 T, 1H), 5,23 (c, 2H), 4,94 (c, 2H), 4,34 (n, J=5,7 ', 2H), 4,00 (c, 2H), 3,10-2,97 (m, 1H), 2,35
(c, 3H), 1,04-0,88 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,61;

MC (ES+): 493,5 1 495,5 (M+Na); MC (ES-): 505,4 u 507,4 (M+Cl).

Cxema 252
\\ O ’/
\)J\ / \\ /, \ \)]\
N N
HN—N /\©/ — IN—N /\©/
DMAP 5
I

232b “CHj 252a

IMomyuenue N—(2-((3—xnop—2—(bTop6eH3Hn)aMHHO)—2—0KCO3TI/IJ1)—N—I/I30np0nI/IJ1-2-( 1-(MeTHICY TG OHMI)-
1H-unna3on-3-un)amneramuaa (252a).

Coenunenne (252a) momydamu mu3 N-(2-((3-xmop-2-dropOensmn)amMuHo)-2-0kcodTin)-2-(1 H-unmgazon-3-
nn)-N-monpormnanetamuaa (232b) (100 mr, 0,24 MMOJIB), UCTIONB3YsI METAaHCYIb(QOHOBRINH aHTUApUA (84 Mr,
0,48 mmomn), TpudTHnamud (0,1 mi, 0,72 mmons), DMAP (6 mr, 0,048 MMOIIb) 110 METOIUKE, TIPUBEICHHON JIIIs
craquu 2 cxembl 2,32. DT0o gamo mocie oO0pabOTKH PEeaKIMOHHOW CMECH W OYHMCTKH KOJIOHOYHOW (hidii-
xpomarorpadueii [cmmmkarens (12 1), smompys EtOAc B rekcanme or 0 mo 100%)] N-(2-((3-xmop-2-
(TopOeH3MIT)aMUHO)-2-0KkcoaTH)-N-u3onponui-2-(1-(metuncynsponmn)- 1 H-nanazon-3-mn)aneramun  (252a)
(21 wmr, 0,042 Mmoms, BEIXOX 18%) B BHie OTI0T0 TBEPAOTO BEIICCTBA CMECH POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MI'n, IMCO-dg) & 8,70 u 8,48 (2t, J=5,7 T'u, 1H), 7,74-7,68 u 7,68-7,61 (2m, 1H), 7,53-
7,00 (M, 6H), 4,69-4,57 u 4,34-4,24 (2m, 1H), 4,42 u 4,37 (21, J=5,9 I'u, 2H), 4,12 u 4,09 (2¢, 2H), 3,91 u 3,81
(2¢, 2H), 2,37 (c, 3H), 1,03 1 0,95 (21, J=6,8 'y, 6H);

PF SIMP (282 MI'n, IMCO-dg) & -121,35 u -121,77;

MC (ES-): 529,5 (M+CI).

Cxema 253

Y o o
N %OH HN
N N N
/\[g H/IJQ TEA /N/\g/ ”/IJ
F

209a Y 253a cl

[Monyuenne Tper-OyTmn-(3-anermi-1-(2-((2-((3-x10p-2-hropOeH3na)aMIHO)-2-0KCOITHII ) (LIUKJIOTIPOTIHI)-
aMUHO)-2-0kcodTrn)- 1 H-unmon-5-um)kapoamara (253a).

Coenunenue (253a) nmomyqanu u3 3-auetui-1-(2-((2-((3-xmnop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT ) (LIUKJIIO-
MPOIHIT)aMHUHO)-2-0Kco3THI)- | H-uuno:mi-5-kapoonmnnazuaa (209a) (210 mr, 0,4 MMoIib) B 2-MeTHIIIIPONIaH-2-0J1a
(0,23 mm, 2,4 mmoinb), ucnionb3yst TEA (0,11 mi, 0,8 MMOJIh) B Ka4eCTBE OCHOBaHUS IO METOAMKE, PUBEJICHHON
IUtst cTanuu 4 cxeMbl 129 ¢ momyderneM mocie o0padoTKH peaKIIMOHHOW CMECH W OYHUCTKH KOJIOHOYHOH Xpoma-
Torpaduell [crmKarens, MMOUpys cMeck rekcaHoB/10% mertanon B stmmanerare (ot 1:0 mo 1:1)] Tper-OyTmi-
(3-ameTmi-1-(2-((2-((3-x10p-2-PTOPOESH3MIT)aMUHO )-2 -OKCOITHI ) (ITUKIOTIPOTIHI JAMHHO )-2-0KCOATHII )- | H-
uHION-5-mn)kapbamara (253a) (42 mr, 18%) B Buze 6e10T0 TBEPIOTO BEIIECTRA;

'H SIMP (300 MTI'u, IMCO-dg) 8 9,22 (c, 1H), 8,47 (1, J=5,9 T'u, 1H), 8,35 (1, J=1,9 I'n, 1H), 8,20 (c, 1H),
7,49-7,42 (M, 1H), 7,33-7,18 (M, 3H), 7,11 (tm, J=7,9, 1,0 I'u, 1H), 5,38 (c, 2H), 4,35 (1, J=5,7 T'u, 2H), 3,99 (c,
2H), 3,14-2,97 (m, 1H), 2,40 (c, 3H), 1,49 (c, 9H), 1,03-0,81 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,63;

MC (ES+): 593,6 u 595,6 (M+Na); MC (ES-): 569,6 u 571,5 (M-1).
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Cxema 254
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Br DPPA
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HzN ) 254b £ F 2 % 254c
FF 3
o
— ’WN\/JLN N7 Br
TEA =N O H
HaN=%y 2544

IMomyuenue 1-(2-((2-((6-OpoMIMPpHINH-2-HIT)aMHHO )-2-0KCOATHII ) (M30POTINIT)aMUHO )-2-OKCOITHIT)-5-

(3,3-mudropnunepunun- 1 -kapookcamuno)-1 H-unnazon-3-kapookcamuna (254d).

Cranus 1: nomyuenne metui-1-(2-((2-((6-OpoMnmpuanH-2-11)aMIHO )-2-0KCOITHI ) (M30IPOITHIT ) aAMHHO ) -2 -
OKCO03THIN)-3-Kapbamon- 1 H-nanazon-5-kapookcuara (254a).

Peakmmss TOK ammykra 2-(3-xapbamonin-5-(MeroxcukapOoHui)-1H-nHma30m-1-m1)yKCycHOH  KHCIIOTHI
(1321) (719 wmr, 1,84 MmMonb) ¢ N-(6-OpoMmupuarH-2-11)-2-(H30MponuiaaMiHo )arieraMmuioM (28b) (500 mr, 1,84
MMOJIb) TI0O METOMKE, IPUBEIACHHOMN I CTAIWK 3 CXEMBI 2, naJa mociie 00paboTKH PEaKIIMOHHON CMECH U OYH-
CTKH C TIOMOIIBIO (IAII-KOJOHOYHON Xpomarorpaduu [cunukarens (12 1), amounpyss DMASO B JIXM ot 0 mo
30%] MeTHI- 1-(2-((2-((6-6poMIIpUANH-2-1IT1)aMHHO )-2-0KCOITHI ) (M30TIPOTIFI )aAMHUHO ) -2 -OKCOITHI)-3-
kapbamoni-1 H-uanazon-5-kapbokcunar (254a) (865 wmr, 1,63 mmons, Beixon 89%) B Buae Oemoro TBepAOro
BEILIECTBA C METAJUINYECKUM OTTCHKOM;

'H SIMP (300 MI';, IMCO-dg) & 11,21 1 10,82 (2¢, 1H), 8,94-8,84 (m, 1H), 8,19-7,28 (m, 7H), 5,70 u 5,52
(2¢c, 2H), 4,67-4,54 u 4,37-4,27 (2m, 1H), 4,43 u 4,03 (c, 1H), 3,90 (x, J=3,3 T'n, 3H), 1,26 (x, J=6,4 T'm) u 1,03
(n, J=6,8 T'm) (21, 6H);

MC (ES+) 533,4 (M+2); 529,4 (M-1).

Cragms 2: mnonydenue 1-(2-((2-((6-OpoMmupuarH-2-HIT)aMUAHO )-2-0KCOITHI )(H30POIIIIT)aMUHO )-2-
OKCO03THI)-3-Kapbamont- 1 H-nHna3om-5-kapOoHOBOH KHCTIOTHI (254b).

Peaxmms metni-1-(2-((2-((6-OpoMnupHIMH-2-1IT)aMHHO )-2-0KCO3THIT ) (M30IPOITHIT)aMUHO )-2-0KCOITHIT ) -3~
kapOamon-1 H-uanazon-5-kapbokcmnara (254a) (860 mr, 1,62 mmonnr) B MeOH/Boma (50 mur) ¢ pactBopom
rujapaTa ruapokcuaa autus (679 mr, 16,18 mmons) B Boge (10 M) mo MeToauKe, MPUBEACHHON IS CTaguu 2
cxembl 129, mama mocnme o00paboTkm peakmuoHHOW cMecu  1-(2-((2-((6-OpoMIuMpHIANH-2-HI1)aMIHO )-2-
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0KC03THN )-3-KapOamomni- | H-unmgazon-5-kapbonoByro kucnoty (254b) (736 r,
1,43 MmMoib, BeIxoa 88%) B BHIe O€TI0T0 TBEPIOTO BEIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 12,95 (¢, 1H), 11,21 u 10,82 (2¢, 1H), 8,93-8,78 (m, 1H), 8,26-7,16 (M,
7H), 5,67 u 5,51 (2¢c, 2H), 4,73-4,54 u 4,34-4,25 (2m, 1H), 4,43 u 4,03 (2¢, 2H), 1,25 (zn, J=6,6 I'm) u 1,03 (m,
J=6,7T'n) (21, 6H);

MC (ES’) 515,3 (M-1).

Cragms 3: momydenue 1-(2-((2-((6-OpoMmupuarH-2-HIT)aMUAHO )-2-0KCOITHI )(H30MPOIIIIT)aMUHO )-2-
0KC03THIN)-3-Kapbamoni- 1 H-nnna3on-5-kapoonnnazuaa (254c¢).

CoenuHeHnue 254c HOTyJaIn u3 1-(2-((2-((6-OpoMIHMpHUINH-2-1IT)aMHHO)-2-
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0KCO3THN )-3-KapOamomni- | H-uampazon-5-kapboHoBoii KUCIOTH (254b) (400 wmr,
0,77 MMOTB) IO METOJIMKE, IPUBEACHHON s cTaauu 3 cxeMbl 129 ¢ momydenuneM mpoaykTa (600 MT, BBIXOT
143%), KOTOPBIi HCITOJIH30BANIN Ha CIEAYIONIEH cTaguu 0e3 MOTOTHATEIHFHOW OYNCTKH.

Cramus  4: monyderne  1-(2-((2-((6-OpoMmImpHIIH-2-FIT)aMIHO )-2-0KCOITHI )(M30TIPOTIHIT ) aMHHO )-2 -
okco3TIN)-5-(3,3-nudroprunepunun- 1 -kapookcamu1o)- 1 H-uanazon-3-kapookcamuna (254d).

CoennHeHme (2544d) MOJTyYaTi u3 1-(2-((2-((6-OpoMIIpuAHH-2-1JT)aMHHO )-2-
OKCOATHII ) (M30TIPOITIIT)aMHHO )-2-0KCO3TII)-3-KapOoamowi- | H-uana3on-5-kapoonmnasuna (254c) (300 mr, 0,55
MMonb) # 3,3-mudroprnunepunus ruapoxiopuaa (174 mr, 1,106 mmois), ucrons3yst TEA (0,31 mu, 2,2 Mmons)
B KayecTBE OCHOBAHMS 10 METOJHKE, IIPUBEICHHON Ut cTaanu 4 cxeMbl 129 ¢ momydeHueM nocie o0paboTKu
peaKknMOHHOM CMECH W OYMCTKH KOJOHOYHON Xxpomatorpadueii [cmmkarens (12 r), amoupyst DMA8O B JIXM
or 0 mo 40%] 1-(2-((2-((6-OpomMmmpUANH-2-1IT1)aMHHO)-2-0KCOITHI)(M30TIPOIHIT)aMHHO)-2-0KCOaTHI)-5-(3,3-
mudroprmnepuauH- 1 -kapookcamuno)-1 H-unnazon-3-kapdokcamuna (254d) (32 wmr, 0,05 mmoins, Beixox 9%) B
BUzIe OETIOT0 TBEPAOTO BEIIECTBA;
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'H SIMP (300 MI'y, IMCO-dg) & 11,20 u 10,83 (2¢, 1H), 8,78 (x, J=5,6 I'n, 1H), 8,28-7,95 (m, 2H), 7,86-
723 (m, 6H), 5,57 u 5,41 (2¢c, 2H), 4,71-4,52 u 4,38-4,20 (v, 1H), 4,42 u 4,03 (2¢, 2H), 3,81 (t, J=11,6 I'n;, 2H),
3,52 (ymr. ¢.,2H), 2,16-1,91 (m, 2H), 1,71 (yur. c.,2H), 1,24 (x, J=6,3 ') u 1,03 (1, J=6,7 I'ny) (211, 6H);

F SIMP (282 MTI'n, JIMCO-dg) & -101,17;

MC (ES+): 635,6 (M+1); (ES-): 633,5 (M-1).

Cxema 255
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IMomyuenue 2-(3-aueTmin-5-(mupuMuanH-5-namuHo)- 1 H-nanazon-1-mm)-N-(2-((2'-xnop-2-drop-[1,1'-
ougenni]-3-mr)aMrHo)-2-0kco3 T )-N-IuKIonponmianeramMuaa (255b).

Cranus 1: nomyaenue N-(2'-xnop-2-pTopoudennin-3-un)-2-(IuKiIonponuiaMuHo )aneramuia (255a).

Coenunenue (255a) nomyyanu u3 2-xsnop-N-(2'-xmop-2-drop-[1,1'-6udenmn]-3-um)aneramuna (115b) (2 ,
6,71 mmonb) u ukonpomwiamuHa (1,18 M, 16,77 MMOIb) IO METOJTUKE, MTPUBEICHHOM I CTAIUH 2 CXEMBI
115. Dro mano mocie 0OpadOTKH PEAKIIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH (umiu-xpomarorpadueil [cnnn-
karemb 24 1, oHmoupys EtOAc-T'ekcam ot 10 mo 100%)] N-(2'-xmop-2-pTopOudennn-3-mi)-2-
(tmkmonponuaMuHo )anetamun (255a) (1,8 T, 5,65 Mmons, Bexon 84%) B BUE TYCTOTO CHPOIIA;

'H SIMP (300 MI't, IMCO-dg) 8 9,73 (c, 1H), 8,20-8,10 (m, 1H), 7,64-7,57 (M, 1H), 7,53-7,38 (v, 3H),
7,26 (tn, J=7.9, 1,0 I'n, 1H), 7,11-7,04 (m, 1H), 3,38 (ym. c.,2H), 3,11 (ym. c., 1H), 2,24-2,12 (M, 1H), 0,43-0,34
(M, 2H), 0,32-0,23 (M, 2H);

MC (ES+): 319,4 (M+1), MC (ES-): 353,3 (M+Cl).

Cramus  2: momydenue 2-(3-ameTwin-5-(mupuMHuIAH-5-mtaMuHO)- 1 H-mamazon-1-mm)-N-(2-((2'-xmop-2-
¢rop-[1,1'-6ndpenni]-3-mr)aMuHo)-2-0KkcodTHIT )-N-IIHKIIoponianeramuaa (255b).

Peakmms  N-(2'-xnop-2-¢pTopoudenun-3-mn)-2-(uukionponuiaMuHo))aneramuga  (255a) (70 wmr, 0,22
MMOJB) ¢ 2-(3-aneTni-5-(mupuMuanH-5-mnamuHo)- 1 H-unnazon-1-um)ykcycnoit kucnoroit (179b) (68 mr, 0,22
MMOJIB) 110 METOJIUKE, IPUBEICHHON ISt CTaIUK 3 CXEMBI 2, ajia rnocie 00paboTKN peakIMOHHON CMECH U OYH-
CTKH C TIOMOIIBIO (PIIAII-KOJOHOYHON Xpomarorpaduu [crmmukarens (12 1), amoupys DMA-80 B IXM 0-40%]
2-(3-aneTmin-5-(mupuMuIrH-5-uraMuHo )- | H-uanazon-1-mn)-N-(2-((2'-xmop-2-¢prop-[ 1,1'-6udenwmn]-3-
WIT)aMHHO)-2-0KcodTr)-N-nukionpormianeramun (255b) (90 mr, 0,15 mMmons, Beixox 67%) B Buzme 6eroro
TBEPAOTO BEIIECTBA C METANINIECKUM OTTECHKOM;

'H SIMP (300 MI'u, IMCO-d) & 9,94 (c, 1H), 8,72 (c, 1H), 8,65 (c, 1H), 8,55 (c, 2H), 7,98 (1, J=7,7 T,
1H), 7,90 (#, J=2,1 I'n, 1H), 7,69 (&, J=8,9 'y, 1H), 7,63-7,54 (M, 1H), 7,52-7,30 (M, 4H), 7,24 (T, J=7,9 ', 1H),
7,14-7,03 (m, 1H), 5,77 (c, 2H), 4,24 (c, 2H), 3,22-3,10 (M, 1H), 2,60 (c, 3H), 1,12-1,01 (m, 2H), 1,00-0,90 (M,
2H);

PF SIMP (282 MTI'ry, IMCO-dg) & -126,70;

MC (ES+): 612,6 (M+1); MC (ES-): 610,6 (M-1).

Cxema 256
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MMomyuenne  1-(2-((2-((2'-xmop-2-drop-[ 1,1'-6nudennn]-3-um)amMuHO )-2-0KCOITHIT ) (M3OTPOTIFII ) aMIHO )-2-
okc0o3THN)-5-(3-(mupumMuuH-5-1m)ypenno )- | H-uanazon-3-kapbokcamuaa (256a).

Coenunenue (256a) nmomydanu u3 3-xkapoamon-1-(2-((2-((2'-xnop-2-dprop-[1,1'-6udenun]-3-wr)amuno)-2-
OKCOATHII ) (M30TIPOITUIT)aMHHO )-2-0Kc0o3TwN) - | H-rHna30m1-5-kap6oHoBoi#t kuciotsl (230b) (85 wmr, 0,15 MMmoibp) u
nupuMuAnH-5-amuHa (29 mr, 0,3 MMOJIB) IO METOIMKE, TTPUBEICHHON JUIs CTaIuu 3 cXeMbl 223, ¢ ToJTydeHneM
nocyie 00pabOTKH PEeaKIMOHHOW CMECH M OYMCTKU KOJOHOYHOW XpomaTorpadueil [cuimkarens, (4 T) amoupys
DMA8O B [IOXM or 0 mo 50%] 1-2-((2-((2'-xmop-2-drop-[1,1'-Ondennn]-3-mr)amMmuao)-2-
OKCOITHIT ) (M30TIPOITHIT)aMUHO )-2-0KCO3THN )-5-(3-(mupumMuinH-5-mn) ypenno)- 1 H-unaazon-3-kapbokcamua
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(256a) (27 wr, 0,041 MMo1s, BeIXOX 27%) B BUIE OETIOT0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI't, IMCO-d¢) (B BuIe cMecH ABYX POTALHOHHEIX m30oMepoB) & 10,26 u 9,77 (2¢, 1H),
9,15 (c, 1H), 8,99 u 8,97 (2¢c, 1H), 8,94 u 8,93 (2c, 2H), 8,810 u 8,808 (2¢, 1H), 8,35 u 8,32 (21, J=1,4 'y, 1H),
8,10 m 7,95 (21, J=7,8 I'u, 1H), 7,76-7,00 (M, 10H), 5,61 u 5,47 (2¢c, 2H), 4,72-4,57 u 4,41-4,26 (2m, 1H), 4,47 u
4,08 (2¢, 2H) 1,26 u 1,06 (21, J=6,7 ', 6H);

PF SIMP (282 MTI', IMCO-dg) & -126,77 u -126,97;

MC (ES-): 692,5 u 694,5 (M+Cl).

Cxema 257
» 'S N:
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o)
F
ITonyuenne 2-(3-anetnn-5-(4-dpropdpenuncyabponamuno)-1 H-nagazon-1-um)-N-(2-((3-xmop-2-
yq p Y p

(TopOEeH3MIT)aMIUHO)-2-0KCcoaTHI)-N-IIUKIonponuianeraMua (257a).

K pactBopy 2-(3-amermn-5-amuno-1H-unnaz30:m-1-mr)-N-(2-((3-xmop-2-pTopOeH3MIT)aMUHO )-2-0KCOITHII)-
N-muxnonponuianeramuna (240f) (8 mr, 0,17 mmons) B JIXM (3 mi) npubaswin nupuaus (0,069 mu, 0,85
MMOJIB), 4-TopOen3oi-1-cynpdonmixnopus (49 mr, 0,25 MMOIB) ¥ IEPEMEIINBAIH IPH KOMH. TEMII. B TEUCHHUE
3 4. PeaknuonHyio cMech rmoracuiar MeTanod (0,5 MiT), KOHIICHTPUPOBAIH B BaKyyMe J0CyXa U OCTaTOK OYHINA-
JU ¢ TIOMOIIBIO (PIII-KOTOHOYHOH xpomaTtorpaduu [cummkarens (12 1), amoupys DMASO B JIXM ot 0 1o
20%] c¢ momyuenuem 2-(3-ametmin-5-(4-propdenuncynsponamuno)-1H-urnazon-1-mm)-N-(2-((3-x10p-2-
(hropbeH3mIT)aMIHO )-2-0KcodTHN )-N-nuKiIonponmianeramuaa (257a) (70 mr, 0,11 MmMois, Bexon 66%) B BHIE
0eIroTo TBEpI0TO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 10,36 (c, 1H), 8,46 (t, J=5,9 ', 1H), 7,90-7,85 (M, 1H), 7,82-7,74 (M,
2H), 7,58 (1, J=8,9 I'y, 1H), 7,52-7,31 (m, 3H), 7,27-7,16 (M, 2H), 7,14-7,02 (M, 1H), 5,69 (c, 2H), 4,33 (1, J=5,7
I'y, 2H), 3,96 (c, 2H), 3,15-3,01 (m, 1H), 2,56 (c, 3H), 1,07-0,95 (m, 2H), 0,94-0,82 (m, 2H);

F SIMP (282 MI', IMCO-dg) & -105,97, -121,58;

MC (ES+): 630,5 (M+1), 652,6 (M+Na); MC (ES-): 628,5 (M-1), 664,5 (M+Cl).

Cxema 258
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[Monyuenne 2—(3—aI_ICTI/III-S—(3-(HI/IpI/IMI/I,Z[I/IH-S—I/IH)prI/IZ[O) 1H-unnazon-1-nm)-N-(2-((2'-xnop-2-pTop-[1,1'-
ougenni]-3-mr)amuHo)-2-0kcoaTii)-N-n3onponunaneramua (258a).

Coenunenne (256a) momydamn un3 3-anerw-1-(2-((2-((2'-xnop-2-¢rop-[1,1'-6udennn]-3-mr)amuno)-2-
OKCOATHII ) (M30TIPOITUIT)aMHHO )-2-0Kc0o3TwN) - | H-rHna301-5-kap6oHoBoit kucioter (223b) (110 mr, 0,2 MMob) 1
nupuMuanH-S-amuHa (37 mr, 0,4 MMOJIB) IO METOZIMKE, TIPUBEICHHON JUIS CTauu 3 cXeMbl 223, ¢ ToJTydeHneM
nocsie 00pabOTKHM PEeaKIMOHHOW CMECH M OYMCTKU KOJOHOYHOW XpomaTorpadueil [cumkarens, (4 T) amoupys
DMAS8O B IXM ot 0 mo 30%] 2-(3-auetnn-5-(3-(mupumuana-5-mn)ypenno)- 1 H-namazon- 1 -mr)-N-(2-((2'-xmop-
2-prop-[1,1'-6ncdennn]-3-un)amMmuno)-2-0kcodTri)-N-n3omnponuianeramuna (258a) (26 mr, 0,04 MMomb, BBIXOT
20%) B Buze O€I0TO TBEPAOTO BEIIECTBA CMECH POTALIMOHHBIX H30MEPOB;

'H SIMP (300 MI', IMCO-dg) & 10,27 u 9,76 (2¢, 1H), 9,23 (c, 1H), 9,02 u 9,01 (2c, 1H), 8,94 (c, 2H),
8,82 (c, 1H), 8,41 u 8,37 (2¢c, 1H), 8,12 1 7,96 (21, J=8,0 I'y, 1H), 7,71-6,99 (M, 8H), 5,72 u 5,55 (2c, 2H), 4,72-
4,57 1 4,41-4,26 (2m, 1H), 4,47 n 4,09 (2¢, 2H), 2,61 n 2,60 (2¢, 3H), 1,28 u 1,07 (21, J=6,8 I'r, 6H);

PF SIMP (282 MTI'n, IMCO-de) & -126,85 u -126,99;

MC (ES+): 657,5 (M+1), MC (ES-): 655,5 (M-1), 691,5 (M+Cl).

Cxema 259
ey A0 -
| oY’
o N N\)J\N SNTB H’O HN Yo “
e WULHLQAQ
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TEA

HoN Y 254c N
2!

, 259

[Monyuenne 1-(2-((2-((6-OpoMIUpUAHH-2-1JT)aMHHO )-2-0KCOATHIT ) (M30TIPOTTHI ) aMHHO )-2-0KCOITHII)-5-
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(mmnepuauH-1-kapbokcamuno)-1H-unnazon-3-kapobokcamuna (259a).

CoenuHeHnue (259a) HOTyJaIn u3 1-(2-((2-((6-OpoMIUPUIUH-2-11JT)aMHHO ) -2 -
OKCOITHIT ) (M30TIPOITHIT)aMHHO )-2-0KC03THN )-3-KapOamouni- | H-ungazon-5-kapbonmnazuna (254¢) (300 mr, 0,55
MMOJTb) U runepununa (94 mr, 1,11 mmons), nucnonszyst TEA (0,31 M, 2,2 MMOJTb) B Ka4eCTBE OCHOBAHUS TIO
METOJIMKEe, TPUBEIACHHON s cTamuu 4 cxembl 129, ¢ mosiydeHneM mocie oOpaboTKH peakIMOHHOW CMECH U
OYHNCTKH KOJIOHOYHOW XpomaTorpadueit [cunukarens (12 r), amoupyst DMASO B JIXM ot 0 mo 40%] 1-(2-((2-
((6-6poMTIHEPUAVH-2-HJT)aMHHO )-2-0KCOITHII ) (M30TIPOTIFIT ) aMHHO )-2 -OKCOITHI )-S5 -(TTUmnepuauH- 1 -
kapOoxcamuno)-1H-nanazon-3-kapbokcamuaa (259a) (61 mr, 0,1 mmois, Beixon 18%) B Buae 6emoro TBepaoro
BEILIECTBA;

'H SIMP (300 MT'ny, IMCO-dg) & 11,20 u 10,82 (2¢, 1H), 8,57 (z, J=5,1 I'n, 1H), 8,24-7,94 (m, 2H), 7,86-
7,27 (M, 6H), 5,56 u 5,40 (2c, 2H), 4,66-4,52 u 4,35-4,26 (2m, 1H), 4,42 u 4,02 (2¢c, 2H), 3,52-3,38 (M, 4H),
1,62-1,46 (m, 6H), 1,23 (x, J=6,4 T'r) u 1,03 (x, J=6,7 I'n) (21, 6H);

MC (ES+): 599,6 (M+1); (ES-): 597,5 (M-1).

Cxema 260
A Y 3
E— N N
HATU, DIEA /\[g H
cl F
260a cl
[Tonyuenne 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI ) ( IAKIIOTIP OTIHIT )aMHHO )-2 -
okcodTr)-N-1uknonponi- 1 H-uamon-5-kapookcammna (260a).
Peaxmmst 3-amerni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHUHO )-2-0KCOITHI ) ( IAKIIOTIP OTIHIT )aMHHO )-2 -

okcodTnn)- 1 H-uanon-5-kap6onoBoii kuciotsl (165b) (50 mr, 0,1 MmMoup) ¢ mukionponanamMmuaom (10,40 mxr,
0,150 MMOIIB) TIO METOAMKE, TIPUBEICHHON JJIST CTAANK 3 CXEMBI 2, naia mociae oOpaboTKH PeakIMOHHON CMecH
Y OYUCTKH C TIOMOIIBIO ()JIDII-KOJIOHOYHOH XpoMaTorpaduu [CHITUKArelb (8 T), JIIONpys TUXJIOPMETaH/METaHOI
(or 1:0 mo 19:1)] 3-amermi-1-(2-((2-((3-xm0p-2-hTOPOCH3NIT)aMHHO)-2-0KCOITHII ) (IIUKJIOTIPOITHIT )aMHHO )-2 -
okcoaTn)-N-nuknonponwi- | H-urnon-5-kapookcamun (260a) (30 mr, 56%) B Bue 0eI0TO TBEPIOTO BEIIECCTRA;

'H SIMP (300 MI'n, IMCO-d) & 8,67-8,64 (m, 1H), 8,50-8,41 (m, 2H), 8,35 (¢, 1H), 7,67 (mn, J=8,7, 1,8
I'u, 1H), 7,52-7,41 (M, 2H), 7,27-7,19 (M, 1H), 7,09 (ta, J=7,8, 1,0 I'u, 1H), 5,47 (c, 2H), 4,34 (1, J=5,7 'y, 2H),
3,99 (c, 2H), 3,17-3,03 (m, 1H), 2,96-2,79 (M, 1H), 2,45 (c, 3H), 1,05-0,82 (m, 4H), 0,75-0,55 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 539,5 n 541,5 (M+1).

Cxema 261
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HsC S >17a Cl H,C 5 261a cl
IMomyuenue 2-(3-auetmin-5-(3-nuxnonponmwtypenno)- 1 H-uanazon- 1 -mr)-N-(2-((3-xmop-2-
(TopOEeH3MIT)aMIUHO)-2-0KCcoaTH)-N-u30nponunaneramuaa (261a).
CoennHeHme (261a) TTOJTy9aiTu u3 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -

OKCO3THIT ) (M30TIPOITHIT)aMUHO )-2-0Kkc03TrN)- | H-mHmazon-5-kapoonnnazuaa (217a) (105 mr, 0,2 MMOJb) U ITUK-
nonporranamuHa (0,028 mut, 0,4 MMois), ucnons3yst TEA (0,055 mut, 0,4 MMOITb) B Ka4eCTBE OCHOBAHUS TI0 Me-
TOJMKE, TIPUBEICHHON Ut cTaanu 4 cxembl 129, ¢ momydeHueM mocie oOpaboTKH peaKIMOHHOW CMECH U OYH-
CTKH KOJIOHOYHOH XpomaTorpadueli [cumukarens (8 ), amoupyst auxiopmeran/mMeranon (ot 1:0 go 19:1)] 2-(3-
aneTu-5-(3-nuknonponwmrypenno)- 1 H-uamgazon- 1 -mr)-N-(2-((3-xsop-2-propOeH3ni ) aMuHO )-2-0KCOITHI ) -N-
u3onpommwianeramuaa (261a) (16 mr, 14%) B Buae 6eI0oro TBEPIOTO BEIIECTBA C METAJLTHYECKAM OTTCHKOM;

'H SIMP (300 MT', IMCO-d¢) & 8,83 (r, J=5,9 I'y) u 8,39-8,09 (M) (2H), 8,60 u 8,58 (2¢, 1H), 7,58-6,94
(M, 5H), 6,49-6,30 (M, 1H), 5,63 u 5,46 (2¢, 2H), 4,64-4,50 u 4,29-4,20 (2m, 1H), 4,46 (n, J=5,5 T'm) u 4,32 (m,
J=6, 0 T'u (2, 2H), 4,17 u 3,84 (2¢, 2H), 2,58 u 2,41 (2¢, 3H), 1,23 (1, J=6,5 I'n) u 0,99 (x, J=6,8 T'm) (21, 6H),
0,71-0,55 (m, 2H), 0,49-0,34 (M, 2H);

MC (ES-): 591,5 u 593,5 (M+Cl).

Cxema 262
o)
N o]
3 Y o \( Y o
J N A oH HN L
Y . y \
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H,C
o) 217a cl HoC—y 262a &

[Monyuenne  Tper-Oyrmin-(3-anermi-1-(2-((2-((3-xmop-2-propOeH3mIT)aMHHO )-2-0KCOITHIT)(N30TIPOTIHI)-
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aMHHO)-2-0kcoaTii)-1 H-nanazon-5-nim)kapbamara (262a).

CoenuHenue (262a) MOJTy4au u3 3-anermi-1-(2-((2-((3-x0p-2-pTOpOCH3MIT)aMHHO)-2-
OKCO3THIT ) (M30TIPOITHIT)aMUHO )-2-0Kc03ThN )- | H-mHmazon-5-kapoonnnasuna (217a) (105 mr, 0,2 mMmone) u 2-
Metmimpornan-2-ona (0,114 v, 1,19 mmons), ucrionsdys TEA (0,055 mi, 0,4 MMoITh) B KadeCTBE OCHOBAHUS 10
METOJIMKEe, TPUBEACHHON s cTamuu 4 cxembl 129, ¢ mosydeHneM mocie oOpaboTKH peakIMOHHOW CMECH U
OYHCTKH KOJIOHOYHOM XpomaTorpaduer [CHiMKarenb, doupys auxiopmeran/meranod (ot 1:0 mo 19:1)] tpet-
OyTni-(3-anmetmi-1-(2-((2-((3-x10p-2-PTOpOSH3MIT)aMUHO )-2-0KCOITHI ) (M30TIPOITHIT )aMHHO )-2-0Kc03Tr )- 1 H-
MHIa30JI-5-m)Kapbamara (262a) (8 mr, 7%) B BuIe 6eI0T0 TBEPIOTO BEIIECTBA C METAJUIMIECKAM OTTCHKOM Kak
CMECH POTAIIMOHHBIX H30MEPOB;

'H SIMP (300 MT', IMCO-d¢) & 9,47 (c, 1H), 8,83 u 8,35 (2t, 1H), 8,42 (c, 1H), 7,58-6,67 (m, 5H), 5,63
u 5,46 (2c, 2H), 4,62-4,22 (m, 3H), 4,16 u 3,84 (2¢, 2H), 2,58 u 2,53 (2¢, 3H), 1,50 u 1,49 (2¢, 9H), 1,23 u 0,99
(2m, J=6,8 ', 6H);

MC (ES-): 608,6 u 610,6 (M+Cl).

Cxema 263
; Y s I,
N Y
o N \)J\H NH, HN N\)?\
S s o
HN cl = F
o 235a HoN 5 263a cl

[Moxyuenne 5-(3-tper-OyTHrirypenno)-1-(2-((2-(3-xmop-2-hpTopOCH3NIAMHIHO)-2-0KCO3THII ) (LIUKJIOTIPOTIHI)-
aMUHO)-2-0kcodTrn)- 1 H-urna3on-3-kapookcamunaa (263a).

CoeauHenue 263a MOJTy4au u3 3-kapoamomni-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0Kco3THI)- | H-unnazon-5-xkapoonnnaszuna (235a) (300 mr, 0,29 mMMmoib) u
3,3-mudTopnupponuaus rugpoxyopuaa (102 mr, 0,712 mmons), ucnonszyst TEA (0,16 mi, 1,14 Mmmoins) B kade-
CTBE OCHOBAHUS [0 METOJAMKE, MPUBEICHHOMN A cTaauu 4 cxeMmbl 129. 3to mano mocie 00pabOTKU PeaKIMOH-
HOW CMECH, OYMCTKH KOJIOHOYHOH (mamr-xpomatorpadueii [cunukarens (12 1), amoupys DMASO B JIXM ot 0
1o 40%)] 5-(3-tper-Oyrmmypenno)-1-(2-((2-(3-xmop-2-pTopOeH3UIAMUHO )-2-0KCOITHI ) ( HUKIOMPOIIHI ) aMUHO )-
2-oxcoatnn)- 1 H-urna3on-3-xkapbokcamun (263a) (30 mr, 0,052 mmodb, Bexon 14%) B BuIe 6€10r0 TBEpAOTO
BEIIIECTBA;

'H SIMP (300 MI', IMCO-ds) & 8,46 (r, J=5,8 I', 1H), 8,33 (c, 1H), 8,23-8,18 (M, 1H), 7,54 (c, 1H),
7,51-7,41 (m, 2H), 7,33 (an, J=9,0, 2,0 I'n, 1H), 7,30-7,19 (m, 2H), 7,17-7,07 (M, 1H), 5,88 (c, 1H), 5,59 (c, 2H),
4,33 (m, J=5,7 T'n, 2H), 3,98 (c, 2H), 3,14-2,97 (M, 1H), 1,31 (¢, 9H), 1,02-0,95 (M, 2H), 0,95-0,85 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES-) 570,4 (M-1).

Cxema 264
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35b %4a 264b
OH
IMomyuenue (R)-1-(2-((2-((3-x110p-2-pTopOeH3mn)aMiH0)-2-0kcoaTri)( 1 -ruIpokcu-3-MeTninoyTan-2-
WIT)aMHHO)-2-0kcodTwn)- 1 H-urna3on-3-kapookcamuaa (264b).
Craaus I: MOJTyYeHHE (R)-N-(3-xnop-2-¢propoensnn)-2-((1-runpokcu-3-meTninoyTan-2-

WIT)aMHHO )arieTamMua (264a).

Peakmms 2-xmop-N-(3-xnop-2-¢propbensun)aneramuna (35b) (500 mr, 2,12 mmons) ¢ (R)-2-ammHo-3-
MeTwi0yTaH-1-omom (437 wmr, 4,24 MMOJIb) 10 METOJIUKE, MPUBEICHHOW JJISI CTaiAuM 2 CXeMBI 35, mana mocie
06paboTku peaKInOHHON cMecH (R)-N-(3-xy0p-2-propbensnn)-2-(1-ruapokcu-3-MeTHIOyTaH-2-
niamuHo)aneramun (264a) (641 mr, 2,12 mmons, Berxoa 100%), KOTOpPBIN HCTIOTH30BAIN B TAKOM BHJIE Ha CJe-
JIyIOILEN CTauu;

MC (ES+): 303,4 (M+1), 325,4 (M+Na); MC (ES-): 337,3 (M+Cl).

Cramus 2:  momydenue  (R)-1-(2-((2-((3-x10p-2-pTOopOeH3MIT)aMUHO)-2-0KCOITHN )( 1 -TUAPOKCH-3-
METWIOYTaH-2-1JT)aMHHO )-2-0KcodTH)- | H-uamazon-3-kapbokcamuna (264b).

Peaxmms (R)-N-(3-xmop-2-propbensmn)-2-(1-ruapokcn-3-MeTninOyran-2-unaMuHo Jareramua (264a) (360
mr, 1,19 mmous) ¢ 2-(3-xap6amonn-1H-nnnazon-1-um)ykcycHoi kuciotoit (2e) (261 mr, 1,19 MMonb) mo mMeTo-
JIMIKe, TIPUBEACHHOM AJIs CTauy 3 cXeMBI 2, Jaja mociie 00pab0oTKM peakIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOH ir-xpomarorpadueit [cunukarens (12 1), amoupys DMASO B JIXM ot 0 o 50%] (R)-1-(2-((2-((3-xmn0p-
2-(hTopOeH3mIT)aMrIHO)-2-0Kkco3THI ) (1 -TUIpOKCH-3-MeTHIOY TaH-2-1IT)aMUHO ) -2-0Kco3ThI)- | H-nunazon-3-
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kapOokcamuy (264b) (0,016 r, 0,032 mmoms, BeIXoA 3%) B BuAe OEIOT0 TBEPAOTO BEIIeCTBa B (opMe cMecH
POTAIMOHHBIX U30MEPOB.

'H SIMP (300 MT', IMCO-dy) & 8,95 (t, J=5,7 T') u 8,82 (1, J=5,8 I'ny) (21, 1H), 8,27-8,12 (m, 1H), 7,79
u 7,71 (2¢, 1H), 7,67-6,85 (M, 7H), 5,75 (yur. c., 1H, oomenuBaromutiics ¢ D,0), 5,70-5,39 (M, 2H), 4,59-3,37 (m,
7H), 1,92-1,65 (m, 1H), 1,00 (m, J=6,4 I'n) u 0,94 (x, J=6,5 I'n) u 0,87 (m, J=6,5 I'm) u 0,76 (7, J=6,6 T'm) (4x,
6H);

PF SIMP (282 MI', IMCO-de) & -121,32, -121,55;

MC (ES+): 504,5 (M+1), 526,5 (M+Na); MC (ES-): 502,5 (M-1).

Cxema 265

|
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Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(3-(numeTnnamuHO UTIepuANH- 1 -kapOokcamuio)- | H-unmazon-3-kapbokcamuaa (265a).

CoennHeHme 265a TOJTyYajTi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCO3THII ) (LIMKIIOIPOITIIT)aMHHO)-2-0Kco3THI)- | H-uunazon-5-xkapoonnnaszuna (235a) (400 wmr, 0,38 mMMmoip) u
N,N-mumerwimunepuana-3-amuaa (97 mr, 0,76 mmons), ucnone3ys TEA (0,21 mn, 1,52 MMo0IIb) B KadecTBe
OCHOBAHUS MO0 METOJUKE, MPUBCIACHHON M cTaguu 4 cxeMbl 129. D10 nanmo mocie oOpabOTKH peaKIMOHHON
CMECH, OYHCTKH KOJIOHOYHOH (uaim-xpomarorpadueii [cumukarens (12 1), anroupys DMASO B JIXM ot 0 mo
40%] ¢ mocaenyromum ucrosns3oBanueM npenapatusHoii BOXX [Cg konmonka, amoupys CH;CN B Boze (co-
nepxamieit 0,1% TDK) 0-100%] 1-(2-((2-((3-xm0p-2-hTopOeH3MIT)aMUHO )-2-0KCOITIIT ) (LIUKIOTPOTIHAIT )aMHHO )-
2-0kc0aTHN )-5-(3-(IUMeTHIIaMUHO )TATIEpU I H- | -kapOokcamu1o)- 1 H-nanazon-3-kapookcamun (265a) (32 wr,
0,051 mMmous, BeIxOn 13%) 6emoe TBepaoe BemecTBo B Buae comn TOK;

'H SIMP (300 MI't, IMCO-dg) & 9,60-9,46 (m, 1H), 8,77 (c, 1H), 8,50 (t, J=5,8 T'u, 1H), 8,25-8,18 (M,
1H), 7,66 (c, 1H), 7,56-7,50 (m, 2H), 7,50-7,42 (M, 1H), 7,32 (¢, 1H), 7,27-7,19 (M, 1H), 7,19-7,08 (m, 1H), 5,61
(c, 2H), 4,33 (m, J=5,7 T'n, 2H), 4,24 (n, J=13,0 I'u, 2H), 3,98 (c, 2H), 3,94-3,88 (M, 1H), 3,33-3,22 (M, 1H),
3,10-2,97 (m, 2H), 2,86 1 2,85 u 2,82 u 2,81 (4c, 6H), 2,13-2,03 (m, 1H), 1,86-1,65 (M, 2H), 1,61-1,39 (M, 1H),
1,03-0,95 (M, 2H), 0,95-0,85 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,92 (mmux TDK), -121,58;

MC (ES+): 627,5 (M+1).

CxeMma 266
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Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT)AMHUHO )-2-OKCOITHIT)-5-
(4-(2,2-mudropaTmin)nunepasus- 1 -kapboxcamuo)- 1 H-unnazon-3-kapookcamuna (266a).

CoeauHenue 266a MOJTy4an u3 3-kapoamomni-1-(2-((2-((3-x1op-2-pTOpOCH3UIT)aMHHO)-2-
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0Kco3THI)- | H-nHnaszon-5-kapobonmnasuna (235a) (400 mr, 0,38 mmous) u 1-
(2,2-mudropaTiun)munepasun ruapoxiopuaa (163 mr, 0,87 mmons), ucronsdys TEA (0,24 mu, 1,75 mmons) B
KauecTBE OCHOBAHMSI IO METOJMKE, IPUBEICHHON utst cTaanu 4 cxembl 129. 3To gamo mocie oOpaboTKH peak-
IIMOHHON CMeCH, OYMCTKH KOJIOHOYHOH (idmi-xpomaTorpadueii [cumukarens (12 r), amoupyst DMASO B JIXM
ot 0 mo 40%] ¢ mocnexyromuM ucronb3oBanueM npenaparuBHoit BOXKX [Cig koonKa, smonpyst CH;CN B Bo-
ne (comeprkareit 0,1% TOK) 0-100%] 1-(2-((2-((3-x10p-2-(hTOpOEH3MIT)aMITHO )-2-
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KCOITHI)-5-(4-(2,2-mudropaTin) munepasns- 1 -kapookcamuno)- 1 H-
WHa30I1-3-Kapookcamuz (266a) (32 mr, 0,042 mmouns, Beixoa 10%) Genoe TBepaoe BemecTBo B Buae comu TOK;

'H SIMP (300 MI', JIMCO-de) & 8,80 (c, 1H), 8,50 (t, J=5,9 T'n, 1H), 8,21-8,15 (M, 1H), 7,65 (c, 1H),
7,58-7,43 (m, 3H), 7,36-7,29 (m, 1H), 7,28-7,20 (M, 1H), 7,19-7,07 (m, 2H), 5,61 (c, 2H), 4,33 (&, J=5,6 'y, 2H),
3,98 (c, 2H), 3,78-2,71 (m, 12H), 1,03-0,95 (M, 2H), 0,95-0,86 (M, 2H);

PF SIMP (282 MI'n, IMCO-dg) & -74,40 (mux TPK), -119,35, -121,59;

MC (ES+) 649,5 (M+1).
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Cxema 267

o:2
o
be!

N/\[(N\)L /j@ Zn, NH4CI ,zl
HoN

267d 267e

Cl

[Honyuenue 5-amunO-1-(2-((2-((3-x710p-2-hTOPOEH3MIT)aMUHO )-2-0KCOITH ) (IUKJIOTPOTIHI ) aAMUHO )-2-
okcoaTn)- 1 H-unnazon-3-kapookcamuna (267¢).

Cranus 1: nomydenue 3tui-2-(3-kapoamon-5-antpo-1 H-nanazon-1-mm)anerara (267b).

Coenunenne 267b nonxyvanu u3 S-autpo-1H-urnazon-3-kapookcamuna (267a) (1,85 r, 8,97 mmouns, nony-
4eHHBIN TI0 MeToxay, mpuBeneHHOMY Ochs, Raymond S. u Talele, Tanaji T; B onmyOmukoBaHHOM 3asiBKE HA TTATCHT
CIIIA 20120130078), un stun-2-6pomanerata (1,985 mm, 17,95 MMomb), ¢ UCTIOIB30BaHUEM KapOoHATa Kaus
(2,480 1, 17,95 MMoIB) B Ka4eCTBE OCHOBAHHS IO METOJWKE, MPUBEIACHHON NI cTamuu 1 cxembl 56. D10 mano
mocyie 00paboOTKH peaknMOHHOW cMech ITHII-2-(3-kapOamowi-5-auTpo-1H-unnazon-1-mn)amnerar (267b) (2 T
6,84 MMOJTB, BBIXOJ 76%) B BHJIE OETIOTO TBEPAOTO BEIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 9,06 (mx, J=2,3, 0,7 ', 1H), 8,33 (am, J=9,3, 2,3 ', 1H), 8,09-7,97 (M,
2H), 7,73 (c, 1H), 5,60 (c, 2H), 4,18 (x, J=7,1 I'u, 2H), 1,21 (T, J=7,1 I'u, 3H);

MC (ES+) 293,4 (M+1), MC (ES-): 327,3 (M+Cl).

Cranus 2: noixyuenue 2-(3-kapoamoni-5-autpo-1 H-nanazon-1-mi)ykcycHoit knciots (267c¢).

Coenunenne 267c¢ monydanu u3 3Twi-2-(3-kapoamomn-5-aurtpo-1H-unnazon-1-mwr)anerara (267b) (2 T,
6,84 MmMos), ucnonb3ys pacteop LiOH (0,49 r, 20,53 mmons) B Boze (10 mir) B kadecTBE OCHOBAHHUS, IO METO-
JIUKE, TPUBCACHHOW ais craamd 2 cxembl 129. 1o pmano mocie o0pabOTKM peaknuoHHOW cmech 2-(3-
kapOoamomi-5-uutpo-1H-unnazon-1-mn)ykcycnyto kucioty (267c) (1,6 r, 6,06 mmois, Berxon 88%) B Buze Oe-
JIOTO TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-de) & 13,48 (c, 1H), 9,05 (mx, J=2,3, 0,7 T, 1H), 8,32 (un, J=9.3, 2,3 I'n, 1H),
8,04 (c, 1H), 8,01 (nm, J=9,3, 0,7 T'u, 1H), 7,72 (c, 1H), 5,48 (c, 2H);

MC (ES-): 263,2 (M-1).

Cramus  3: monyuenue 1-(2-((2-((3-xmop-2-hTopOeH3mIT)aMUHO )-2-0KCOITHI ) IAKIOTIPOTIHII ) aMHHO )-2-
0KCco3THN)-5-HUTpOo- 1 H-nHaazon-3-kapbokcamua (267d).

Coenunenne 267d momydamu u3 2-(3-xapO6amowni-5-uHutpo-1H-unmazon-1-mn)ykcycHoit kuciothl (267¢)
(800 wr, 3,03 mmonbe) u N-(3-xm0p-2-¢hTopOen3mn)-2-(uukionponmiamuno )aneramuaa (10b) (933 wr, 3,63
MMOJIB) 110 METOANKE, MPUBEACHHOM IS CTaauu 3 cXeMbl 2. DTO J1aio mnocie 00paboTKM peakMOHHONW CMECH H
pacThpaHus ¢ OJTwianerat/cMech rekcaHoB (20 wmu, 1:1)  1-(2-((2-((3-xmop-2-propOeH3mIT)aMUHO)-2-
OKCO3THII ) (LIMKIIONPOITMIT)aMUHO )-2-0KCOITHIT)-5-HUTpO- 1 H-nHnazon-3-kapo6okcamun (267d) (1,3 1, 2,59 mmouns,
BEIX0J 85%) B BHJIC OEJIOT0 TBEPAOTO BEUIECTBA C METAIUTMICCKIM OTTCHKOM;

'H SIMP (300 MTI'tr, IMCO-dg) & 9,05 (mm, J=2,3, 0,6 T, 1H), 8,52 (1, J=5,8 T, 1H), 8,27 (1, J=9,3, 2,3
I'y, 1H), 8,04 (c, 1H), 7,91 (azm, J=9,3, 0,7 I'n, 1H), 7,69 (c, 1H), 7,50-7,42 (m, 1H), 7,27-7,18 (m, 1H), 7,14-7,07
(M, 1H), 5,78 (c, 2H), 4,33 (&, J=5,7 'y, 2H), 3,99 (c, 2H), 3,14-3,01 (M, 1H), 1,05-0,96 (M, 2H), 0,96-0,87 (M,
2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,55;

MC (ES+): 525,5 (M+Na), MC (ES-); 537,4 (M+Cl).

Cramqus 4: TIOJTyIEeHUE 5-amuHO-1-(2-((2-((3-x1m0p-2-(hTOpOEH3NIT)aMHUHO )-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aAMHHO )-2-0KCcOodTHN )- | H-uHmazomn-3-kapbokcamuaa (267¢).

K pactBopy 1-(2-((2-((3-x710p-2-hTOpOESH3MIT)aMHUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
HuTpo- 1 H-unnazon-3-kapobokcamuaa (267d) (1,2 r, 2,39 mmons) B TT'®/meranon (80 mu, 1:1) mpubaBumu xio-
pun ammonus (2,55 r, 47,7 mmons), uHK (1,56 T, 23,86 MMOJIB) ¥ TepeMEIIUBATH IPH KOMH. TEMIL. B TCUCHHE 3
4. CMmech OTOMIBTPOBAIHN Yepe3 Cllor menwuTa, ciaoil mpomsumn 20% meranonom B EtOAc (2x10 M) n 9acTHaHO
KOHIICHTPUPOBAIHA B BakyyMme. [IOJTyYeHHBIH OCTATOK pPa3JCIHIN MEKAY HACBHIIICHHBIM BOIHBIM DPAacTBOPOM
xnopuaa Hatpus (60 mi) 1 EtOAc (80 mur). OpraHndeckuid cioi OTAETHIN, CYyIIHIH, GUIBTPOBAIH U KOHIICH-
TPUpPOBaJH B BakyyMe. [loirydeHHBIH OCTaTOK OYMIATN KOJIOHOYHOH (umII-xpoMaTorpaduel [cunukarens (24
1), amoupys DMASO B IXM, ot 0 1o 25%)] ¢ momydenuem S-amuno-1-(2-((2-((3-x710p-2-pTOpOEH3MIT)aMHIHO)-
2-0KCOATHIT)(IUKIOMPOTIHI ) aMUHO )-2-0Kkc03Ti)- | H-namaszon-3-kapbokcamuna (267¢) (1,05 r, 2,22 mmodns,
BEIX0 93%) B BHIE CBETIIO-OPAHKEBOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'ty, IMCO-dg) & 8,49 (t, J=5,8 I'n, 1H), 7,52-7,41 (M, 2H), 7,35-7,07 (m, 5H), 6,79 (ax,
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J=8,9, 2,1 I'n, 1H), 5,52 (c, 2H), 5,04 (c, 2H), 4,33 (n, J=5,7 T'n, 2H), 3,97 (c, 2H), 3,09-2,98 (m, 1H), 1,02-0,93
(M, 2H), 0,93-0,85 (M, 2H);

PF SIMP (282 MI'n, AIMCO-de) & -121,61;

MC (ES+): 473,5 (M+1), 495.4 (M+Na); MC (ES-): 507,4 (M+Cl).

Cxema 268
COOH
H o F
o} N
HoN V @ Q\\( NI cl
T G g T O S
=N O
F HATU HN
HoN DIPEA
@] 267e cl © 268a

Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO )-2-0KCOITHIT ) (LIMKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT )-5-
(tmknmorexcankapbokcamuo)- 1 H-urgazon-3-kapookcamuaa (268a).

CoeauHenue 268a MOJTy4aan u3 S-amuHO-1-(2-((2-((3-x710p-2-hTOpOEH3MIT)aMUHO )-2 -
OKCOATHI ) (IIUKJIOTIPOIIMII)aMHIHO )-2-0Kc0odTH ) - | H-urna3on-3-kapookcamuna (267¢) (120 mr, 0,25 mmoins) u
IUKJIOTeKCcaHKapOoHoBO# kucaoThl (33 Mr, 0,25 MMOJB) IO METOIVKE, NPUBEICHHON ISl CTaJUN 3 CXEMBI 2.
3T0 nano nocie 00pabOTKH pEeakIUOHHON CMECH M OYHUCTKH KOJIOHOYHOH (umI-xpoMaTorpadueil [cuiIrKareib
(12 1), smompys DMASO B XM or 0 mo 30%] 1-(2-((2-((3-xm0p-2-pTOpOCH3MIT)aMHHO)-2-
OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KCOATHII )-S5 -(IIUKIIOTeKcaHkapOokcamu o )- | H-uamazon-3-kapbokcamu g
(268a) (70 mr, 0,12 MmMoB, BEIXOA 47%) B BHIE OSIIOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI', IMCO-de) & 9,91 (c, 1H), 8,50 (1, J=6,0 T'u, 1H), 8,45 (c, 1H), 7,71-7,51 (v, 3H),
7,46 (1, J=7,6, 1,7 I'u, 1H), 7,35 (c, 1H), 7,28-7,18 (m, 1H), 7,12 (1, J=7,9 I'u, 1H), 5,62 (c, 2H), 4,33 (m, J=5,7
I'm, 2H), 3,98 (c, 2H), 3,12-2,99 (M, 1H), 2,34 (T, J=11,4 I'u, 1H), 1,91-1,11 (M, 10H), 1,04-0,94 (M, 2H), 0,94-
0,85 (M, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 584,5 (M+1), MC (ES-): 617,5 (M+Cl).

CxeMma 269
Vs o L S
HoN N cl
N\)L V) N N
eSS SR D A el
F HATU HoN
HoN
0o 267e cl DIPEA © 269a

Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(2-muxnonpormnarneramuno)- 1 H-uagazon-3-kapookcamuaa (269a).

CoeanHenue 269a MOJTy4aan u3 S-amuaO-1-(2-((2-((3-x710p-2-hTOPOEH3MIT)aMUHO )-2-
OKCOATHI ) (IIUKJIOTPOITHII)aMHIHO )-2-0Kc0odTHI ) - | H-urna3on-3-kapookcamuaa (267¢) (120 mr, 0,25 mmonb) u 2-
UKJIONPONUITYKCYCHOM KHCIOTHI (25 Mr, 0,25 MMOJIB) IO METOAMKE, IPUBEACHHOM 11 cTaguu 3 cXeMsl 2. IT0
Jajio mocie o0pabOTKM PeakMOHHOM CMECH M OYMCTKM KOJIOHOYHOH (udiu-xpomaTorpadueii [crmmkarens (12
r), omoupys DMA80 B XM or 0 mo 30%] 1-(2-((2-((3-x10p-2-pTOpOEH3MIT)aMUHO)-2-
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO ) -2-0KCOITHI)-5-(2 -1iuKIIonponuianeraMuio)- | H-nanazon-3-kapookcamun
(269a) (95 wr, 0,17 mmob, BEIXOA 68%) B BHAE OSIIOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI'u, IMCO-d) & 9,92 (c, 1H), 8,50 (1, J=5,8 I'n, 1H), 8,44 (n, J=1,8 T, 1H), 7,72-7,52
(M, 3H), 7,51-7,41 (m, 1H), 7,35 (¢, 1H), 7,28-7,17 (m, 1H), 7,12 (T, J=7,8 ', 1H), 5,63 (c, 2H), 4,33 (7, J=5,7
I'y, 2H), 3,98 (¢, 2H), 3,13-2,99 (M, 1H), 2,22 (n, J=7,0 I'y, 2H), 1,15-0,84 (M, 5H), 0,55-0,43 (M, 2H), 0,26-0,16
(M, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,59;

MC (ES+): 555,5 (M+1), 577,4 (M+Na); MC (ES-): 589,4 (M+Cl).

Cxema 270
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H:C 270a

IMomyuenue 2-(3-aueTni-5-(nmupuMuauH-5-11amMuHo)- 1 H-nanon-1-mm)-N-(2-((2'-xnop-2-drop-[1,1'-
Oougenni]-3-mr)aMmruHo)-2-0kcoa T )-N-uKIonponunaneramuaa (270a).

Coenunenne 270a momydann u3 N-(2'-xmop-2-¢ropoudenni-3-um)-2-(LuKIONpONHIaMIHO )alleTaMHIa
(255a) (80 wr, 0,25 mmomb) u 2-(3-aueTHia-S-(MMPUMHINH-5-UIaMUHO)- 1 H-nH107-1-1MT)yKCYCHOH  KHCIIOTHI
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(97b) (78 wmr, 0,25 MMOJB) MO METOTUKE, TIPUBEACHHON JUIA CTAAWU 3 cXeMbI 2. DTO Jajo mocie 00paboTKu pe-
AKIMOHHOW CMECH M OYHCTKU KOJIOHOYHOH (umui-xpomatorpaducii [crmukarens (12 1), amoupyss DMA-80 B
AXM ot 0 mo 40%)] 2-(3-amernn-5-(mupuMuUINH-S-mnaMuHO)- 1 H-urmomn-1-mr)-N-(2-((2'-xmop-2-¢rop-[1,1'-
oudennn]-3-mm)aMuHO)-2-0kco3Tin)-N-1ukronponmnaneramug (270a) (35 mr, 0,06 mmons, Berxox 23%) B BH-
Jie 6erroro TBEpOTO BEIIECTBA C METAJUTHIECKAM OTTEHKOM;

'H SIMP (300 MT', IMCO-dg) & 9,94 (c, 1H), 8,56 (c, 1H), 8,49 (c, 1H), 8,47 (c, 2H), 8,28 (c, 1H), 8,06-
7,93 (m, 2H), 7,62-7,55 (M, 1H), 7,50-7,36 (m, 4H), 7,24 (1, J=7,9 T'n, 1H), 7,15-7,03 (m, 2H), 5,46 (c, 2H), 4,24
(c, 2H), 3,20-3,08 (M, 1H), 2,41 (c, 3H), 1,07-0,99 (M, 2H), 0,99-0,92 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -126,77;

MC (ES+): 611,6 (M+1); MS(ES-): 645,5 (M+Cl).

Cxema 271
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[Tonyuenne 2-(3-ametnin-5-(mupunuH-3-uiaamMuHo )- | H-urnazon-1-mm)-N-(2-((2'-xmop-2-¢prop-[1,1'-
Oudenm]-3-mr)aMuHo )-2-0Kkco3TrI )-N-TIUKIoponianeramMu (271a).

Coenunenne 271a momydanu u3 N-(2'-xmop-2-GpTopoudenm-3-mm)-2-(IUKIONPOIHIaMHHO )arleTaMH/ I
(255a) (65 wmr, 0,2 mmomb) u 2-(3-ameTwi-5-(mupuanH-3-unamMuHo)-1 H-unma30m-1-m1)ykcycHON  KUCITOTHI
(187b) (63 mr, 0,2 MMOJIB) TIO METOAMKE, IPUBEIEHHOM JJIS CTAANH 3 CXEMBI 2. DTO JaJIo Mmociie 00paboTKH pe-
aKIIMOHHOW CMECH M OYUCTKH KOJOHOYHOH (mdmi-xpomartorpadueii [cummkarens (12 1), amoupys DMA-80 B
OAXM or 0 mo 40%] 2-(3-auermn-5-(mupuaus-3-unamuHo)-1H-unnazon-1-um)-N-(2-((2'-xnop-2-prop-[1,1'-
oudennn|-3-mn)aMuHo)-2-0kco3Tin)-N-1ukironponmianetamu (271a) (40 mr, 0,07 mmons, Berxox 32%) B BH-
Jie OEIToro TBEPIOTO BEIIECCTBA C METAJUTHICCKAM OTTCHKOM;

'H SIMP (300 MI', JIMCO-d) & 9,95 (c, 1H), 8,52 (¢, 1H), 8,36 (n, J=2,7 ', 1H), 8,04 (mn, J=4,6, 1,4
I'u, 1H), 8,02-7,94 (M, 1H), 7,87 (a, J=2,0 I'n, 1H), 7,65 (1, J=9, 0 I'n, 1H), 7,61-7,56 (m, 1H), 7,51-7,37 (m,
4H), 7,31-7,20 (m, 3H), 7,13-7,02 (M, 1H), 5,76 (c, 2H), 4,24 (c, 2H), 3,22-3,11 (M, 1H), 2,59 (¢, 3H), 1,11-1,00
(M, 2H), 1,00-0,88 (M, 2H);

PF SIMP (282 MTI'ty, IMCO-dg) & -126,71;

MC (ES+): 611,6 (M+1), MC (ES-): 645,5 (M+Cl).

Cxema 272
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HOC

Momyuernne  N6-6en3mI-1-(2-((2-((3-x310p-2-HTOPOESHIMIT )aMUHO )-2-0KCOATHIT ) ( IUKIOMPOIIILIT ) aAMUHO )-2 -
okcoatin)- 1 H-unnazon-3,6-nukapbokcamua (272a).

CoenuHeHnue 272a HOyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-pTopObeH3mIT)aMUHO)-2-
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KcO3THI)- | H-nHna3omn-6-kap6onoBoit kuciotsr (208a) (50 mr, 0,1 MMoinsb)
n henunmeranamuna (0,016 mi, 0,15 MMOIb) O METOAWKE, PUBEACHHON IS CTaguu 3 CXEeMBI 2. DTO Jaio
mocyie 00paObOTKH PEaKIMOHHOW CMECH M OYHUCTKH KOJIOHOYHOHW (udmi-xpomaTorpadueli [cuimkarens (8 T),
amoupys  muximopMeran/metanon (ot 1:0 go 19:1)] N6-6enzmi-1-(2-((2-((3-xm0p-2-hTOpOSH3UIT)aMUHO)-2-
OKCOATHI) (IIUKJIOIPOITHII)aMHIHO )-2-0KcodTwN) - | H-mHna3on-3,6-nukapbokxcamun (272a) (36 mr, Bexon 61%) B
BUzIe OETIOT0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) 8 9,14 (t, J=6,0 I'n, 1H), 8,55 (1, J=5,8 T'u, 1H), 8,26-8,19 (m, 2H), 7,83
(c, 1H), 7,79 (nn, J=8,5, 1,4 T'n, 1H), 7,51-7,16 (m, 8H), 7,08 (11, J=7,9, 1,0 I'u, 1H), 5,74 (¢, 2H), 4,52 (1, J=5,9
I'y, 2H), 4,30 (1, J=5,7 'y, 2H), 4,00 (c, 2H), 3,19-2,98 (M, 1H), 1,06-0,87 (m, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,57;

MC (ES-): 625,5 u 627,6 (M+Cl).
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Cxema 273
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IMomyuenue TpeT-0yTHi-(3-kapbamon-1-(2-((2-((3-xnop-2-hTropOeH3nT)aMuHO)-2-
OKCO3THII ) (LIMKIIONPOITMIT)aMUHO )-2-0Kco3THI)- | H-nHna3on-6-mm)kapbamara (273a).

CoenuHeHnue 273a HOJTyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-pTopObeH3mIT)aMUHO)-2 -
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcodTHI )- | H-uamazon-6-kapbonmnasuna (236a) (210 mr, 0,4 Mmonb) u 2-
Metwimpornan-2-oma (0,23 mi, 2,4 MMoib), ucronsdyss TEA (0,11 mi, 0,8 MMoJIb) B KadecTBe OCHOBaHUS IO
METOJIMKEe, MPUBEIACHHON s cTamuu 4 cxembl 129, ¢ moiydeHneM mocie oOpaboTKH peaKIMOHHOW CMECH U
OYNCTKH KOJIOHOYHOH Xpomartorpadueil [cnnmkarens, smonupys cMech rekcanoB/10% MertaHon B 3THianerare
(ot 1:0 IIo 1:1)] TpeT-0yTni-(3-kapoamomn- 1 -(2-((2-((3-xmop-2-pTopOeH3mn)aMuHo )-2-
OKCO3THII ) (LIMKIIONPOITNIT)aMUHO )-2-0Kco3THI)- | H-nHna3on-6-mn) kapbamara (273a) (96 mr, 42%) B Buzne 6eno-
IO TBEPJOTO BELIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 9,61 (c, 1H), 8,53 (t, J=5,8 T', 1H), 7,99 (1, J=8,8, 0,7 ', 1H), 7,81
(c, 1H), 7,68 (c, 1H), 7,45 (tn, J=7,5, 1,7 T'u, 1H), 7,34 (c, 1H), 7,27-7,07 (M, 3H), 5,58 (c, 2H), 4,33 (&, J=5,7
I'y, 2H), 3,99 (c, 2H), 3,16-2,99 (M, 1H), 1,49 (c, 9H), 1,07-0,83 (m, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,65;

MC (ES"): 595,5 u 597,5 (M+Na); MC (ES-): 607,4 u 609,4 (M+Cl).

Cxema 274
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oxyuenne 1-(2-((2-((3-xsop-2-hTOopOEH3NIT)aMHHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT)-5-
(4-(2-meTokcwaTHN)IATIepa3uH- | -kapbokcamuo)- 1 H-uaaa3on-3-kapookcamua (274a).

CoennHeHme 274a TOJTyYaJIi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KCcOodTH )- | H-uamazon-5-kapbonmnasuna (235a) (460 mr, 0,44 mmois) u 1-
(2-meTtokcuatrn)munepasuna (126 mr, 0,87 Mmmoib), uconb3yst TEA (0,24 mi, 1,75 MMoJTb) B KauecTBE OCHOBA-
HUS TI0 METOAMKE, MPUBEACHHON I cTaguu 4 cxembl 129. DTo mano mocie o0pabOTKH peaKIIMOHHOW CMECH,
OYHUCTKH KOJIOHOYHOH (hiamr-xpomarorpadueit [cumukarens (12 1), smoupyst DMASO B IXM ot 0 no 40%] ¢
MOCJIIYIONINM HCTIONb30BaHueM npenapatuBHoi BOXX [Cig kononka, amoupys CH;CN B Boze (coneprkareit
0,1%  T®K) 0-100%] 1-(2-((2-((3-x510p-2-TOPOECH3NIT)aMUHO ) -2 -OKCOITHI ) (LIUKIOTIPOITHIT ) AMHHO ) -2 -
OKCO3THI)-5-(4-(2-MeTOKCHITHI ) TUIIepa3nH- 1 -kapOokcamuo)- 1 H-nanazon-3-kapbokcamuy (274a) (25 mr, 0,04
MMOJIb, BEIX0T 9%) Oenoe TBepaoe BemecTBo B Buae comu TOK;

'H SIMP (300 MI'ty, IMCO-d) & 8,64 (c, 1H), 8,50 (t, J=5,8 I'u, 1H), 8,23-8,12 (m, 1H), 7,63 (c, 1H),
7,58-7,41 (m, 3H), 7,32 (¢, 1H), 7,27-7,19 (m, 1H), 7,18-7,07 (m, 1H), 5,61 (c, 2H), 4,33 (&, J=5,7 ', 2H), 3,98
(c, 2H), 3,49-3,42 (M, 5H), 3,35 (c, 3H), 3,24 (c, 3H), 3,14-2,97 (m, 1H), 2,47-2,38 (M, 4H), 1,04-0,94 (M, 2H),
0,94-0,81 (M, 2H);

PF SIMP (282 MI'n, IMCO) & -73,44 (muk TOK), -121,60;

MC (ES+): 643,6 (M+1).

Cxema 275
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(3-(2-(nuMeTnITaMuHO )3THN )-3-MeTHITypen o )- | H-unnazon-3-kapbokcamua (275a).
CoenuHeHme 275a MOJTy9aiIi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
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OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO))-2-0Kc0dTHI)- | H-uuazon-5-xkapoonnnaszuna (235a) (500 mr, 0,47 mMMoib) u
N1,N1,N2-tpumerminaTan-1,2-quamuna (97 mr, 0,95 Mmmons), ucnone3ys TEA (0,27 mi, 1,9 MMonb) B KauecTBe
OCHOBaHHS 110 METOJIUKE, MPUBEACHHOHN I cTamuu 4 cxeMbl 129. D10 nmano mocie 00paboTKH peakInOHHON
CMECH, OYUCTKH KOJIOHOYHOW (ummi-xpomaTtorpadueid [cumukarens (12 1), amoupys DMASO B IXM ot 0 mo
40%)] c mocnenyromuM ucmois30BanueM npenapatuBHo BOXX [Cig xomonka, amoupyss CH;CN B Boze (co-
nepxamieit 0,1% TDK) 0-100%] 1-(2-((2-((3-xm0p-2-hTopOeH3MIT)aMUHO )-2-0KCOITIIT ) (LIUKIOTPOTIHAIT )aMHHO )-
2-0kc0aTHN )-5-(3-(2-(QTUMeTHIaMUHO )3THIT)-3-MeTITypeno)- | H-unnazon-3-kapbokcamun (275a) (22 wmr, 0,04
MMOJIb, BBIX0J 8%) B BHJIe OEIIOTO TBEPIOTO BemecTBa, Kak coiu TDK;

'H SIMP (300 MI', JIMCO-dg) & 8,93 (c, 1H), 8,50 (t, J=5,8 ', 1H), 8,21-8,13 (m, 1H), 7,61 (ym. c.,
1H), 7,53-7,41 (m, 3H), 7,30 (c, 1H), 7,26-7,18 (M, 1H), 7,18-7,08 (M, 1H), 5,61 (c, 2H), 4,33 (7, J=5,7 T'n, 2H),
3,98 (c, 2H), 3,41 (t, J=6,3 I'u, 2H), 3,12-3,01 (M, 1H), 2,96 (c, 3H), 2,47-2,41 (M, 2H), 2,23 (c, 6H), 1,03-0,95
(M, 2H), 0,95-0,87 (M, 2H);

PF SIMP (282 MI'n, IMCO) & -73,44 (muk T®K), -121,61;

MC (ES+): 601,6 (M+1); MC (ES-): 599,5 (M-1).

Cxema 276
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
((muapuauH-3-unmeTn)amuHo )- 1 H-uagazon-3-kapbokcamua (276a).

K pactBopy S-amuno-1-(2-((2-((3-xm0p-2-hTOPOSH3UIT)aMHUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT ) aMHHO )-2 -
okcoatnn)- 1 H-uanazon-3-kap6okcamuna (267¢) (100 mr, 0,21 mmons) B JIMPA (2 M) 1 ykcycHOH KucaoThI (1
MT) npuOaBuiIM HUKOTHHAIBAErHA (230 mr, 0,21 MMoJb) ¥ epeMenmMBay Mpu KOMH. TeMIl. B Tedenue 1 4. K
pacTBOpY KpacHOTO IBETa O MOpIMsAM IpnbaBwim nuanoboprunpua Hatpus (130 mr, 0,21 MMonb) U Ipoxoi-
JKWJIM TIEpEMEIIMBaHNE NP KOMH. TEMIL. B TedeHHe 16 4. PeaknoHHyr0 cMech pa30aBHIIN HACHIIIEHHBIM BOJI-
HbIM pacTBopoM NaHCO; (50 mi) u axctparupoBam EtOAc (2x50 mur). Opranudeckue CJIou CMeIalid, IPOMBI-
JIM HACHIIICHHBIM BOAHBIM PAaCTBOPOM XJIOPHW/IA HATPUS, CYLIMIH, GUIBTPOBAIN U KOHLEHTPUPOBAIHM B BAaKyyMe.
[Toy4eHHBIH O0CTaTOK OYMINAIM KOJIOHOYHOH (udni-xpoMarorpadueii [cunukareis (24 r), amoupyst DMASO B
AXM oT 0 hi(s) 40%] c MOJIyYeHUEM 1-(2-((2-((3-x510p-2-hTOPOCH3MIT)aMHIHO )-2 -
OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KCOATHII ) -5 -((MUpuAnH-3 -niaMe THIT ) aMuHO ) - | H-unmazon-3-kapbokcamuga
(276a) (40 mr, 0,07 Mmmob, BEIXO 34%) B BHIE OSIIOTO TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) & 8,64 (n, 1H), 8,54-8,43 (M, 2H), 7,90-7,81 (m, 1H), 7,51-7,33 (m, 5H),
7,27-7,06 (M, 4H), 6,93 (an, J=9,1, 2,2 I'u, 1H), 5,53 (c, 2H), 4,39-4,28 (M, 4H), 3,97 (c, 2H), 3,10-2,98 (M, 1H),
1,01-0,93 (M, 2H), 0,93-0,84 (M, 2H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,60;

MC (ES+): 564,5 (M+1), 586,5 (M+Na), MC (ES-): 598.,4, 600,4 (M+Cl).

Cxema 277
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[Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT ) AMHUHO )-2-OKCOITHIT )-5-
(3,3-mumeTmrypenno)- 1 H-ungazon-3-kapbokcamuna (277a).

CoeanHeHme 277a MOJTyYajTi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo)-2-
OKCOITHI ) (IUKITIOTIPOITHI ) aMHHO )-2-0KCcOodTHIN )- | H-uamazon-5-kapbonmnasuna (235a) (500 mr, 0,47 MMoip) u
mumetunamuia (2M B TT'®) (0,47 mut, 0,95 MmMous), ucnions3yst TEA (0,27 mut, 1,9 MMonb) B KadecTBE OCHOBa-
HUS TI0 METOAMKE, MPUBEACHHON I cTamuu 4 cxembl 129. DTo mano mocie o0pabOTKH peaKIIMOHHOW CMECH,
OYHNCTKH KOJIOHOYHOH (hiamr-xpomarorpadueit [cummkarens (12 1), smoupyst DMASO B IXM ot 0 no 40%] ¢
MOCJIeIYIONINM HCTIONb30BaHueM npenapaTuBHoi BOXX [Cig kononka, amoupys CH;CN B Boze (coneprkateit
0,1%  T®K) 0-100%] 1-(2-((2-((3-x50p-2-TOPOESH3NIT)aMUHO ) -2 -OKCOITHI ) (LIUKIOTPOITHIT ) aAMHHO ) -2 -
okco3TIN)-5-(3,3-aumerninypenno)-1 H-unnazon-3-kapbokcamun (277a) (26 mr, 0,048 mmoins, Beixox 11%) B
BUIe OETIOro TBEpAOTo BemecTBa, kak comu TOK;

'H SIMP (300 MI'ty, IMCO-d) & 8,51 (T, J=5,8 T'u, 1H), 8,43 (c, 1H), 8,21-8,15 (m, 1H), 7,63 (c, 1H),
7,60-7,53 (m, 1H), 7,52-7,42 (m, 2H), 7,31 (¢, 1H), 7,27-7,19 (M, 1H), 7,18-7,09 (m, 1H), 5,61 (c, 2H), 4,33 (x,
J=5, 7 I'y, 2H), 3,98 (c, 2H), 3,10-3,00 (M, 1H), 2,94 (c, 6H), 1,04-0,95 (M, 2H), 0,95-0,85 (M, 2H);

PF SIMP (282 MTI'n, IMCO-de) & -73,47 (max TPK), -121,61;

MC (ES+) 544,5 (M+1); (ES-) 542,5 (M-1).
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Cxema 278
F
HN
3 Y\)O]\ ()\‘\/Q/ vLR 0 E
N

N N N Cc
e aasebe o i aiies aa'n o
E TEA

HN— o al HN—

Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT)aMHUHO )-2-OKCOITHIT )-5-
(4-(4-propben3mn)mmnepasun- 1 -kapobokcamuo)- 1 H-unnazon-3-kapbokcamua (278a).

CoennHeHme 278a MOJTyYaiIi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KCcodTHI )- | H-uamazon-5-kapbonmnasuna (235a) (750 mr, 0,71 mmoins) u 1-
(4-dbropbensmn)numnepasuna (276 mr, 1,423 mmons), ucnons3ys TEA (0,4 mi, 2,85 MMOJIb) B KaueCcTBE OCHOBA-
HUS TI0 METOAMKE, MPUBEIACHHON I cTamuu 4 cxembl 129. D10 mano mocie o0pabOTKH peaKIMOHHOW CMECH,
OYHNCTKH KOJIOHOYHOH (hidmr-xpomarorpadueit [cumukarens (12 1), smoupyst DMASO B IXM ot 0 no 40%] ¢
MOCIIEAYIONUM HCToNIb3oBaHueM npenapatuBHoit BOXKX [C g kononka, amoupyst CH3;CN B Boze (comepxkameit
0,1%  T®K) 0-100%] 1-(2-((2-((3-x510p-2-TOPOECH3NIT)aMUHO ) -2 -OKCOITHI ) (LIUKIOTIPOITHIT ) aAMHHO ) -2 -
OKCOATHN)-5-(4-(4-propOeH3mn)munepasut- 1 -kapookcamuio)- 1 H-unnazon-3-kapookcamun (278a) (35 mr, BEI-
x0J1 6%) B BuJE OEIOro TBEPIOTO BElIecTBa, kak conu TOK;

'H SIMP (300 MI', JIMCO-dg) & 10,13 (c, 1H), 8,92 (c, 1H), 8,52 (t, J=5,9 ', 1H), 8,25-8,12 (m, 1H),
7,67 (c, 1H), 7,62-7,51 (m, 4H), 7,46 (tn, J=7,6, 1,8 I'n, 1H), 7,40-7,30 (M, 3H), 7,28-7,18 (M, 1H), 7,18-7,08 (M,
1H), 5,62 (c, 2H), 4,38 (c, 2H), 4,36-4,17 (M, 4H), 3,98 (c, 2H), 3,45-2,98 (M, 7H), 1,07-0,96 (M, 2H), 0,96-0,85
(M, 2H);

PF SIMP (282 MI't;, IMCO-dg) & -74,05 (mux T®K), -111,72, -121,59;

MC (ES+) 693,6 (M+1).

278a

Cxema 279
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Moxyuenne 1-(2-((2-((3-xy0p-2-hTOpOEH3NIT)aMHUHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT )-5-
(3-metnn-3-(1-metmmunepuauH-4-un)ypenno)- 1 H-unnazon-3-kapbokcamua (279a).

CoenuHeHnue 279a HOTyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-pTopObeH3mIT)aMUHO)-2 -
OKCOITHI ) (ITUKITIOTIPOITHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-5-kapbonmnasuna (235a) (500 mr, 0,47 MMoip) u
N, 1-mumernnmunepuana-4-amunaa (122 mr, 0,95 mmons), ucnons3ys TEA (0,13 mut, 0,95 MMoib) B kadecTBe
OCHOBAaHHS 110 METOJIMKE, MPUBEACHHOHN I cTamuu 4 cxeMbl 129. D10 nmano mociie 00paboTKH peaknOHHON
CMECH, OYUCTKH KOJIOHOYHOW (ummi-xpomaTtorpadueid [cumukarens (12 1), amoupys DMASO B IXM ot 0 mo
40%)] c mocnenyromuM ucmois30BanneM npenapatuBHo BOXX [Cig xomonka, amoupys CH;CN B Boze (co-
nepxamieit 0,1% TDK) 0-100%] 1-(2-((2-((3-xm0p-2-hTopObeH3MIT)aMUHO )-2-0KCOITIIT ) (LIUKIOTPOTIAIT )aMHHO )-
2-0kcoaTH)-5-(3-Metnn-3-(1-metmmunepuans-4-nmn)ypenno)- 1 H-ungazon-3-kapoboxcamun (279a) (68 mr, BbI-
x071 19%) B Bue Oeoro TBEpIOTO BemiecTBa, kak comu TOK;

'H SIMP (300 MI', JIMCO-dg) & 9,51 (c, 1H), 8,55-8,44 (m, 2H), 8,22-8,16 (M, 1H), 7,65 (c, 1H), 7,57-
7,51 (m, 2H), 7,51-7,41 (m, 1H), 7,35-7,27 (m, 1H), 7,27-7,19 (m, 1H), 7,18-7,09 (M, 1H), 5,61 (c, 2H), 4,36-4,29
(M, 3H), 3,98 (c, 2H), 3,56-3,40 (m, 2H), 3,16-2,98 (m, 3H), 2,84 (c, 3H), 2,79 u 2,78 (2c, 3H), 2,04-1,86 (M,
2H), 1,86-1,74 (M, 2H), 1,02-0,94 (M, 2H), 0,94-0,85 (M, 2H);

PF SIMP (282 MTI'n, IMCO-de) & -73,93 (mmux TPK), -121,60;

MC (ES+): 627,6 (M+1).

Cxema 280
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[Monyuenne 2-(3-anetmn-S-(mupuMuau-5-mn)- 1 H-unmazon-1-mm)-N-(2-((2'-xmop-2-dprop-[ 1, 1'-6udenmn]-
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3-mI1)aMUHO)-2-0KcoaTIIT)-N-130npormianeraMuaa (280b).

Cramus 1: momydenue 2-(3-anerun-5-6pom-1H-nnnazon-1-mn)-N-(2-((2'-xmop-2-¢rop-[1,1'-6ndennn]-3-
WJT)aMUHO )-2-0Kc03Tri )-N-u3onponmwianeramuaa (280a).

CoennHeHme 280a MOJTy9aif u3 N-(2'-xmop-2-¢rop-[1,1'-6udennn]-3-mm)-2-
(m3ompommiamuHo)aneramuaa (115¢) (190 mr, 0,59 mmons) u 2-(3-anetmin-5-6pom- 1 H-ungazon- 1 -un)ykcycHoi
kuciothl (156€) (160 mr, 0,54 MMOITB) TIO METOAMKE, TPUBEICHHON TSI CTaIuu 3 cXeMbI 2. DTO J1ajo mocie 00-
paboOTKN peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH (idri-xpomatorpadueii [cumukarens (12 1), amoupys
DMAS8O B IXM ot 0 mo 30%] 2-(3-auetmn-5-6pom-1H-urnazon-1-um)-N-(2-((2'-xmop-2-drop-[1,1'-Ondenwn]-
3-m1)aMuHO)-2-0KkcoaThi)-N-u3onponunaneramus (280a) (280 mr, 0,47 mmons, Bbixon 87%) B Buae 0eioro
TBEPAOTO BEIIECTBA C METAUINYECKUM OTTEHKOM;

'H SIMP (300 MTI't;, IMCO-dg) & 10,26 9,74 (2¢c, 1H), 8,11 u 7,94 (21, J=7,8 T, 1H), 7,72-7,54 (m, 4H),
7,54-7,36 (M, 3H), 7,36-7,01 (M, 2H), 5,78 u 5,60 (2¢c, 2H), 4,70-4,55 n 4,38-4,23 (2m, 1H), 4,46 u 4,08 (2c, 2H),
2,621 2,61 (2¢,3H), 1,28 u 1,07 (271, J=6,8 I'ny, 6H);

MC (ES-): 635,3, 637,3 (M+Cl).

Cranus 2: nmomydenue 2-(3-anetmn-S-(mupumunus-5-un)-1H-uanazon-1-mm)-N-(2-((2'-xnop-2-drop-[1,1'-
Ooudenm]-3-mr)aMuHo)-2-0kcod3Tri )-N-u3onponmianeramua (280b).

Coennnenne 280b momydamn w3 2-(3-ametmin-5-6pom-1H-unnazon-1-nm)-N-(2-((2'-xnop-2-pTop-[1,1'-
oudenm]-3-mraMmuHo)-2-0kco3Tri )-N-u3onponmianeramuaa (280a) (120 mr, 0,20 MMOIb) U TUPUMHIAH-5-
nnboponosoit kucnotsl (0,025 T, 0,200 MMoITB) TIO METOIMKE, TpUBeAeHHON Ha cxeme 100. DTo mano mocie 00-
paboOTKN peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH (dri-xpomaTtorpadueii [cumukarens (12 1), amoupys
DMASO B JIXM ot 0 mo 30%] 2-(3-aumetun-5-(mupumuana-5-un)- 1 H-unnazon-1-mm)-N-(2-((2'-x10p-2-pTop-
[1,1'-6udenmnn]-3-mr)amuHo)-2-0kco3Ti)-N-u3onpommwianeramug (280b) (55 mr, 0,09 mmons, Berxon 46%) B
BHJie OENIoro TBEPOTo BEIIECTBA;

'H SIMP (300 MT';, IMCO-de) & 10,28 u 9,75 (2¢, 1H), 9,23 u 9,22 (2¢c, 1H), 9,19 u 9,17 (2¢, 2H), 8,50-
8,48 u 8,50-8,43 (2m, 1H), 8,18-7,80 (M, 3H), 7,67-7,00 (m, 6H), 5,83 u 5,64 (2¢, 2H), 4,72-4,58 n 4,41-4,28
(2m, 1H), 4,49 1 4,10 (2¢, 2H), 2,66 u 2,65 (2¢, 3H), 1,30 u 1,08 (21, J=6,8 I'n, 6H);

F SIMP (282 MI'n, JIMCO-dg) & -126,91;

MC (ES-): 597,4 (M-1), 633,5 (M+Cl).

Cxema 281
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[Tonyuenne 2-(3-ametni-5-(2-okconmupponuans- 1 -wn)- 1 H-unmosn- 1 -um)-N-(2-((2'-xnop-2-pTop-[1,1'-

Ooudenm]-3-mr)aMuHo )-2-0Kco3TrN )-N-TIIKIonponuianeraMuaa (281c¢).

Cramuss 1: momydeHue TpeT-0yTni-2-(3-ametni-5-(2-okcomupposmant-1-wmn)-1H-unmon-1-mn)amnerara
(281a).

Coenunenne 281a nonydanu u3 TpeT-0yTmi-2-(3-ametun-5-0pom-1H-urnoma-1-mi)anerara (90b) (500 wr,
1,42 mMonp) u upponuanH-2-oHa (121 mr, 1,42 MMoOITB), IO METOTUKE, MIPUBEICHHON Ha cxeme 92. DTo mano
nocie o0pabOTKU PEaKIMOHHOW CMECH M OYUCTKH KOJIOHOYHOW (hdri-xpomartorpaducii [cumukarens (24 1),
amoupys MeranosoM B JIXM ot 0 o 100%] tper-0yTui-2-(3-anermi-5-(2-oxkconupponuani-1-wmn)-1H-unnon-
1-um)anerat (281a) (256 mr, 0,72 MMomb, BeIX0 51%) B BU/ie KOPUYHEBOTO BOCKOOOPA3HOTO BEIIECTBA;

MC (ES+): 357,4 (M+1), 379,4 (M+Na); MC (ES-): 391,3 (M+Cl).

Cramuss 2: momydenume 2-(3-ametwmi-5-(2-okcormupponunut-1-wn)-1H-uaaomn-1-mn)ykcycHOH  KHCIOTHI
(281b).

Coenunenne 281b momydamu w3 TpeT-OyTHi-2-(3-aneTmi-5-(2-oxcomupponauauH- 1 -mn)- 1 H-uanon-1-
nn)anerata (281a) (256 mr, 0,72 mmois), uconb3yst TOK (1,66 mut, 21,55 MMoItb), IO METOTUKE, TPUBEACHHOK
JUTSL CTaiiu 2 CXeMBI 2. DTo Jaio mociie 00paboTku peakimoHHON cMecH 2-(3-aneTi-5-(2-0kconuppoauanH- 1 -
nn)-1H-urnon-1-mn)ykcycuyio xuciory (281b) (298 wmr, 0,72 mmomns, Beixon 100%) B BHIe kenToe TBEpIOe
BeIeCTBO, Kak cou TOK;

MC (ES+): 323,4 (M+Na); MC (ES-): 299,3 (M-1).

Cranus 3: nomydenue 2-(3-anermi-5-(2-oxconupponuans-1-mn)-1H-unnon-1-nm)-N-(2-((2'-x10p-2-drop-
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[1,1'-6udenmn]-3-mr)amuH0)-2-0Kkc0o3TII )-N-IUKIonponuianeramuia (281¢).

Coenunenne 281c momywanu n3 2-(3-anermi-5-(2-okconupponuant-1-un)-1H-unnon-1-mn)ykcycHoit ku-
CJIOTHI (281b) (150 MT, 0,36 MMOJIb) u N-(2'-xnop-2-dprop-[ 1,1'-6ndennn]-3-wn)-2-
(tkonpornuiraMuHo )arieramusa (255a) (138 mr, 0,43 MMOITB) IO METOIUKE, TIPUBEICHHON JIJISl CTAINN 3 CXEMBI
2. Oto mano mocie oOpabOTKU PEaKIMOHHON CMECH W OYHCTKH KOJOHOYHOU (idmi-xpomaTtorpadueid [mepsas
KOJIOHKA: CHIIUKarensb (24 1), amonpys MeranonoM B JIXM 0-20%; BTopast KOJOHKA: CHIIMKArens (24 r), 31rou-
pya stumaneratr/meranon (9:1) B cmecu rekcanoB 0-100%]] 2-(3-amerni-5-(2-oxconmpponuaus-1-wmm)-1H-
uHA07- 1 -1m)-N-(2-((2"-x5mop-2-prop-[ 1, 1'-6udennn|-3-nm)aMuHO)-2-0KCOITHI )-N-ITUKIOTIPOTTHIIATIC TAMH/T
(281¢) (25 wmr, 0,042 mmoms, BeIx0X 12%) B BUe OEIOT0 TBEPIOTO BEIICCTBA;

'H SIMP (300 MI', JIMCO-dg) & 9,94 (c, 1H), 8,31 (c, 1H), 8,28-8,22 (m, 1H), 8,03-7,96 (m, 1H), 7,65-
7,53 (m, 2H), 7,52-7,36 (M, 4H), 7,25 (T, J=7,9 I'n, 1H), 7,12-7,05 (m, 1H), 5,48 (c, 2H), 4,24 (¢, 2H), 3,87 (T,
J=7,0 I'u, 2H), 3,20-3,07 (m, 1H), 2,52-2,43 (M, 2H), 2,42 (c, 3H), 2,17-2,01 (M, 2H), 1,07-0,91 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -126,79;

MC (ES+): 601,5 (M+1), 623,5 (M+Na); MC (ES-): 599,5 (M-1).
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[onyuenne 1-(2-(muxnonpormn(2-((2-prop-2'-mernn-[1,1'-ondennn]-3-ua)amMuHO)-2-0KCOITHIT)aAMHHO)-2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (282¢).

Cramus 1: momyaenne N-(3-6pom-2-propdenrn)-2-xmopaneramunaa (282b).

K nByxdaszaomy pactBopy 3-6pom-2-propanmnuna (282a) (5 r, 26,3 mmons) B EtOAc (100 mur), HackI-
merHoM BogHoM pactBope NaHCO; (100 mm) mpubGasmim xmopanetuixiaopua (35a) (2,11 mm, 26,3 MMoub) u
MepeMEIINBAIN IPU KOMH. TeMII. B TedeHre 2 4. OpraHnuecKuil CI0i OTIeNHUIN MPOMBUIH HACHIIIICHHBIM BOJ-
HBIM PacTBOPOM XJIOpHJa HATPHS, CYIINIH, (GUIBTPOBATIH M KOHIIEHTPUPOBAIN B BaKyyMe C moixydeHnem N-(3-
6pom-2-pTopdennn)-2-xaopaneramun (282b) (7 T, 26,3 mmomns, Berxon 100%) B Buae 6e10ro TBEPAOTO BEIECT-
Ba;

'H SIMP (300 MTI', IMCO-dg) § 10,27 (c, 1H), 7,85 (nam, J=8,5, 7,2, 1,6 T, 1H), 7,50 (muun, J=8,1, 6,4,
1,6 I'u, 1H), 7,16 (T, J=8,1, 1,4 I'u, 1H), 4,37 (c, 2H);

MC (ES-): 264,1, 266,1 (M-1).

Cranus 2: noxyaenue N-(3-6pom-2-propdennn)-2-(IukiIonponuiaMuHo ))aneramuia (282c).

Coenunenue 282c¢ nosyyanu u3 N-(3-0pom-2-dropdenmn)-2-xaopareramuaa (282b) (5,0 r, 18,76 mmons)
u mukionponuiamuna (3,31 mi, 46,9 MMoJb) 0 METOAMKE, MPUBEACHHON A cTaauu 1 cxemsbl 35. DTo pano
mocsie o0paboTkK peakuoHHoi cMmecu N-(3-Opom-2-dTopdenwn)-2-(TKIonponuiIaMuHo )areramMuaa (282¢)
(5,3 1, 18,46 Mmmoms, BEIX0A 98%) B BHIE T'yCTOTO CHPOIa, KOTOPBIH MCIIOIB30BAIN B TAKOM BHAE 0€3 JOMOIHH-
TEIHLHOM OYHCTKH;

'H AMP (300 MI'ti, IMCO-dg) & 9,87 (ym. c., 1H), 7,99 (mmn, J=8,2, 7,2, 1,6 T'u, 1H), 7,43 (wun, J=8,1,
6,5, 1,6 I'n, 1H), 7,14 (11, J=8,2, 1,5 I'u, 1H), 3,35 (¢, 2H), 2,18 (M, 1H), 0,43-0,35 (M, 2H), 0,35-0,26 (M, 2H).

Cramus  3: momyuenue 1-(2-((2-((3-6pom-2-pTopdeHnn)aMuHO)-2-0KCOITHI )( IAKIOTPOTIFI ) aMHHO )-2 -
okcoatnn)- 1 H-uanazon-3-kapookcamuna (282d).

Coenunenne 282d momydanu u3 2-(3-kapoamomni-1H-unnazon-1-mn)ykeycnoit kucnotsr (2¢) (2,52 r, 11,5
MMoutb) U N-(3-6pom-2-dropdennn)-2-(uukionponmiamMuHo ))aneramuna (282¢) (3 r, 10,45 MMoib) o MeToau-
Ke, IPUBEACHHOM [UIst cTaanu 3 cXeMbl 2. DTo Jano nociie 06paboTku peakunonHoit cmecu 1-(2-((2-((3-6pom-2-
¢dropdhennT)aMuHO)-2-0KCOITHI ) (LIUKIJIOMPOIIIII)aMUHO )-2-0KcoaTHi) -1 H-nHna3on-3-kapookcamun (282d) (4 r,
BEIXOJZT 79%) B BHIE OCIIOTO0 TBEPAOTO BEIIECTBA, KOTOPOE UCIIONH30BAIMA B TAKOM BHICOE3 JOMOIHUTECIHLHOU
OYNCTKHY;

'H SIMP (300 MI'ty, IMCO-dg) & 10,02 (c, 1H), 8,18 (ar, J=8,2, 1,0 'y, 1H), 7,89-7,80 (M, 1H), 7,72 (c,
1H), 7,66 (ar, J=8,6, 0,9 I', 1H), 7,49-7,35 (M, 3H), 7,30-7,22 (M, 1H), 7,12 (tm, J=8,2, 1,4 T'm, 1H), 5,70 (c,
2H), 4,22 (c, 2H), 3,18-3,05 (M, 1H), 1,08-0,99 (M, 2H), 0,99-0,92 (M, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -118,11;

MC (ES+) 488,4, 490,4 (M+1), 510,3, 512,3 (M+Na), MC (ES-): 522,3, 524,3 (M+Cl).

Cramuss  4:  momydeHwue 1-(2-(muxmonporun(2-((2-prop-2'-metun-[ 1,1'-oudenwn]-3-mr)amMmuH0)-2-
OKCO3THII)aMHHO )-2-0KcodTH )- | H-urnazomn-3-kapbokcamuaa (282¢).
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CoeauHenue 282e MoJIy4an u3 1-(2-((2-((3-6pom-2-dpropdhenun)aMuHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0Kc0o3THI)- | H-unnazon-3-kap6okcamuna (282d) (150 wmr, 0,31 MmMois) u o-
TOIMIO0POHOBOM KUCIOTH (50 Mr, 0,37 MMOJIB) MO METoIUKe, MpUBeAeHHON Ha cxeme 100. DTo mano mocie
00paboOTKN peaKIMOHHOW CMECH M OYHCTKH KOJIOHOYHOW (hidmi-xpomarorpadueii [cunukarens (12g), amoupys
DMA8O B XM ot 0 mo 20%] 1-(2-(muxsronpormn(2-((2-¢rop-2'-mermn-[1,1'-6ndenmn]-3-ma)amuno)-2-
OKCOATHII)aMHUHO )-2-0Kkco3Ti )- | H-namazon-3-kapbokcamun (282e¢) (85 mr, 0,17 mmomns, Beixox 55%) B Buze
0eIroTo TBEPIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) 8 9,91 (c, 1H), 8,18 (ar, J=8,1, 1,1 'y, 1H), 7,91 (t, J=7,3 T, 1H), 7,74
(ym. c., 1H), 7,67 (ar, J=8,6, 1,0 I'u, 1H), 7,48-7,36 (M, 2H), 7,35-7,15 (M, 6H), 7,06-6,99 (M, 1H), 5,71 (c, 2H),
4,23 (c, 2H), 3,19-3,07 (m, 1H), 2,12 (c, 3H), 1,03 (c, 2H), 1,00-0,91 (M, 2H);

F SIMP (282 MTI'n, JIMCO-dg) & -127,47;

MC (ES+) 500,5 (M+1), MC (ES-): 498,5 (M-1), 534,4 (M+CI).

Cxema 283
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MMomyuenne 1-(2-((2-((2'-xmop-2-dprop-[1,1'-6ndenn]-3-na)aMuHO )-2-0KCOITHI ) (IIUKIIOTPOITHIT )JaMHUHO )-
2-okcoatun)-1 H-uanazon-3-kapookcamuaa (283a).

CoennHeHme 283a MOJTydaif u3 1-(2-((2-((3-6pom-2-pTopdeHmn)aMuHO)-2 -
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcodTHI )- | H-uamazon-3-kapbokcamuna (282d) (150 mr, 0,31 mMoub) u 2-
xsopdenundoponoBoii kuciotsl (62 mr, 0,38 MMoIs) Mo MeToaMKe, npuBeaeHHON Ha cxeme 100. DTo mano mo-
cyie 00pabOTKN PEeaKIMOHHOW CMECH W OYHCTKH KOJIOHOYHOU (hmiu-xpomarorpadueil [cumikarens (12 r), aimo-
upys DMA80 B JAXM or 0 mo 20%)] 1-2-((2-((2 '-xnop-2-¢rop-[1,1'-6udenun]-3-wmwr)amuno)-2-
OKCOATHI ) (IIUKJIOTPOIIHII)aMHIHO )-2-0Kc0odTH ) - | H-urna3on-3-kapookcamun (283a) (95 mr, 0,18 MMoIb, BEIXOX
60%) B BHIE 0€JI0TO TBEP/IOTO BEIECTRA;

'H SIMP (300 MI'n, IMCO-dg) & 9,95 (c, 1H), 8,18 (ar, J=8,1, 1,0 T'u, 1H), 8,04-7.91 (M, 1H), 7,74 (c,
1H), 7,70-7,63 (m, 1H), 7,62-7,55 (M, 1H), 7,52-7,34 (m, 5H), 7,30-7,19 (m, 2H), 7,12-7,03 (M, 1H), 5,71 (c, 2H),
4,23 (c, 2H), 3,19-3,06 (M, 1H), 1,07-1,00 (M, 2H), 1,00-0,92 (M, 2H);

PF SIMP (282 MTI'ry, IMCO-dg) & -126,75;

MC (ES+): 520,4 (M+1), 542,4 (M+Na); MC (ES-): 518,4 (M-1).

Cxema 284
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Momyuyenne N-(3-ametwi-1-(2-((2-((3-xmop-2-hTopOSH3UIT )aMUHO )-2-0KCOATHIT ) HUKIOMPOIIILIT)aAMUHO )-2-
okcoatnn)- 1 H-uanazon-4-un)-3,3-nudroprumnepuans- 1 -kapookcamuaa (2841).
Cramus 1: momydaenne MeTwi-3-nono- 1 H-uagazon-4-kapookcumnara (284b).
Coenunenne 284b nmomyvyany u3 Mmetwi- 1 H-uanazon-4-kapookcmnara (284a) (5 r, 28,4 MMOITb) TIO METOTN-
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Ke, IpUBEACHHO 1 cTaguu 1 cxemsl 132. D10 nano nocine 00paboTKH peaKIIMOHHOW CMECH M OYUCTKU (11~
xpoMmarorpapueid [cunukarensb, (40 1) amompys EtOAc B rekcane 0-60%] merwin-3-uono-1H-unnazon-4-
kapOokcmiar (284b) (6,6 T, 21,85 mmois, BeIxon 77%) B Bue OEIOTO TBEPAOTO BEIIECTBA C METAJUIMIECKUM
OTTCHKOM.

'H IMP (300 MI'u, IMCO-d) 8 13,89 (c, 1H), 7,87-7,74 (M, 1H), 7,53-7,44 (m, 2H), 4,00 (c, 3H);

MC (ES") 303,2 (M+1); (ES-) 301,2 (M-1).

Cramuss  2: monydeHne MeTHI-1-(2-(TpeT-0yToKcH)-2-0KkcodTr)-3-10a0- 1 H-nHnazon-4-kapOokcuiarta
(284c).

Coenunenne 284c mosrydanu u3 MeTwi-3-noa0- 1 H-uagazon-4-kapookcmnara (132b) (6,6 T, 21,85 MMoub)
u TpeT-OyTmin-2-6pomarerara (6,39 r, 32,8 MMOJIB) IO METOMKE, MMPUBEACHHON s cTaauu 1 cxeMbl 56. D10
Jajio mocie o0pabOTKM peaKMOHHOI CMECH U pacTHpaHus TBEPAOTO BEIlecTBa ¢ MeTaHoJoM (5 i) MeTui-1-
(2-Tper-0yTOKCH-2-0KCO3THI)-3-1on0- 1 H-nHnazon-4-kapbokcmnar (284c) (6,6 r, 15,86 mmonsb, Beixox 73%) B
BHJie OENIoro TBEPOTo BEIIECTBA;

'H SIMP (300 MTI'u, IMCO-dg) & 7,92 (mm, J=7.9, 1,5 T, 1H), 7,64-7,43 (m, 2H), 5,38 (c, 2H), 3,95 (c,
3H), 1,41 (c, 9H);

MC (ES+) 417,4 (M+1), 439,3 (M+Na).

Cramust 3: monmydenue MeTHI-3-anermi-1-(2-(Tper-0yTokcu)-2-okcoatmin)-1H-unnazon-4-kapookcnnara
(2844d).

Coenunenne 284d monydamm w3 MeTwi-1-(2-(TpeT-OyTokcn)-2-0kcodThin)-3-nomo- 1 H-ungazon-4-
kapOokcmiaTa (284c) (2,05 r, 4,91 MMoib) MO METOAMKE, TIPUBEACHHON 1T cTamuu 1 u craguu-2 cxeMbl 206.
D10 Aano mocie 00paboTKK peaKIIMOHHOW CMeCH W OYHCTKH (pidmi-xpomartorpadueii [cummkarens, (40 r) amon-
pya EtOAc B rexcane 0-50%)] metmn-3-anermn-1-(2-(tper-6yTokcn)-2-okcoaTwn)- | H-uanazon-4-kapooxcunar
(284d) (1,44 r, 4,33 mmoub, BeIxoz 88%) B BHIE JKEJITOTO TBEPIOTO BEIIECTBA;

'H IMP (300 MI't, IMCO-dg) & 7,94 (az, J=8,4, 0.9 T, 1H), 7,62-7,54 (m, 1H), 7,49 (u1, J=7,1, 0,9 T,
1H), 5,50 (c, 2H), 3,83 (c, 3H), 2,62 (c, 3H), 1,42 (c, 9H);

MC (ES+) 333,3 (M+1); 355,3 (M+Na); (ES-) 331,3 (M-1).

Cranus 4: momydyenue 2-(3-anetuin-4-(MeTokcukapoonmn)- 1 H-uanazon- 1 -mn)ykcycHo# kucioTsl (284¢).

Coenunenne 284e momydann W3 MeTHI-3-aneTui-1-(2-(Tper-0yTokcu)-2-okcoatmin)-1 H-unnazon-4-
kapOoxkcmiara (284d) (1,44 r, 4,33 mmonb) u TOK (2,0 mi, 26,0 MMOITB), IO METOAMKE, IPUBEICHHON IS CTa-
qud 2 cxeMbl 2. DTo mano mocie oOpaboTku peaknmoHHO# cmecu 2-(3-anermin-4-(MeTokcukapOonwi)-1H-
MHa30JI- | -;mn)ykeycHyto kucioty (284e) (1,11 1, 4,02 mmonb, Berxox 93%) B BuAe KOPUIHEBOTO TBEPIOTO Be-
IIeCTBa, KOTOPOE OBLIO WCIOIB30BAHO B TAKOM BHIE Ha CIEIYIOMICH CTatuu 0e3 JOMOTHUTENbHOU ouncTki. MC
(ES+) 277,3 (M+1).

Cramqus 5: TIOJTy9IeHUE MeTmit-3-anetui-1-(2-((2-((3-xmop-2-hpTopOeH3mIT)aMUHO ) -2 -
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcOodTHI )- | H-uamazomn-4-kapookcunara (2841).

Coenunenne 284f nonmyuanu u3 2-(3-anetmin-4-(MmeTokcukapOoHwi)- | H-uamazo- 1 -m1) ykcycHON KUCITIOTHI
(284e) (788 wmr, 2,85 mmonb) U N-(3-xmop-2-dpropoensun)-2-(uukionponuiamuno)aneramuaa (10b) (769 wr,
3,00 MMOJIB) TTO METOJMKE, IPUBEJCHHON AJIs cTaAud 3 cXeMbl 2. DTo Jalo rocie oO0padoTKH peaKIMOHHOM
CMECH M OYHCTKH C IOMOILIbIO (IAII-KOJIOHOYHOH Xpomarorpaduu [cunukarens (12 1), amoupys DMASO B
XM oT 0 JI0 30%] Mmetmi-3-anetni-1-(2-((2-((3-x10p-2-pTopObeH3mIT ) aMUHO ) -2 -
OKCOATHI ) (IIUKJIOTPOIIHII ) aMHIHO )-2-0Kc0odTH ) - | H-urna3on-4-kapookcmnar (284f) (950 mr, 1,85 MMoub, BEIXO]T
65%) B Buze xentoro TBepaoro Bemectsa. MC (ESY) 513,5 (M-1).

Cramqus 6: MOJTy4eHUE 3-anetmi-1-(2-((2-((3-xmop-2-pTopOeH3 I )aMHUHO)-2 -
OKCOITHI ) (IUKIIOTIPOTTHI ) aMHHO )-2-0KCcOATHI )- | H-uHma3071-4-kapOoHOBO#H KUCIOTHI (284g).

Coenunenne  284g  momydamu w3 MeTHi-3-aneTi-1-(2-((2-((3-xmop-2-pTopOeH3mn)aMuHo )-2-
OKCOITHI ) (ITUKITOTIPOTIHI ) aMHHO )-2-0KcodTHIN )- | H-uamazon-4-kapbokcumnara (284f) (850 mr, 1,651 mmons) u
MOHOTHApaTa Tuapokcua autus (416 mr, 9,90 mmoinb) B Boze (10 MiT) IO MEeTOAMKE, MPUBEACHHON TSI CTa TN
2 cxembl 129. Dro pmamo mocie o00pabOTKM  peaknMoHHOW cMmecn  3-anetmi-1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI ) (IIUKJIOTPOIIHII )aMHIHO )-2-0Kco3 TN )- | H-uHnazon-4-kapO0HOBYIO KHUCJIOTY
(284g) (827 mr, 1,65 mmonb, Berxoa 100%) B Buae 0eoro TBEpAOTro BEIIECTBA, KOTOPOE OBLIO MCIIOIH30BAHO B
TaKOM BHJIE Ha CJIEAYIOMeH cTaanu 6e3 JOMOJIHUTEIbHONW OYHCTKH.

'H SIMP (300 MI'n, IMCO-dq) & 8,48 (r, J=5,8 ', 1H), 7,86-7,78 (m, 1H), 7,53-7,41 (m, 3H), 7,27-7,18
(m, 1H), 7,10 (tm, J=7,8, 1,0 T'u, 1H), 5,78 (c, 2H), 4,34 (1, J=5,7 I', 2H), 3,99 (c, 2H), 3,19-3,03 (M, 1H), 2,60
(c, 3H), 1,12-0,99 (M, 2H), 0,98-0,83 (M, 2H);

PF SIMP (282 MTI'n, IMCO-de) & -74,96 (max TPK), -121,61;

MC (ES+): 501,4 (M+1) (ES-): 499,3 (M-1).

Cramqus MOJTyYeHNE 3-anetmi-1-(2-((2-((3-xmop-2-pTopOeH3 I )aMHUHO)-2 -
OKcoamn)(uHKnonpoan)aMHHo) 2-okcoaTwn)- 1 H-unnazon-4-kapoonmnaszuma (284h).
CoenuHeHne 284h MOJTydaTi u3 3-ametni-1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO)-2 -

OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KCcOodTHI )- | H-uamazon-4-kapbonosoit  kucioter (284g) (320 wmr, 0,639
MMOJIb) TI0O METOJMKE, IPUBEIACHHOMN I cTaauu 3 cXeMbl 129. DTo gano mocie 00paboTK peakKIIMOHHON CMECH
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3-anerui-1-(2-((2-((3-xyop-2-hTopOeH3MIT)aMIHO )-2-0KCOITHIT ) (LIUKIIOMPOTIHIT ) aMUHO ) -2 -0KcoaTHIT ) - 1 H-
nHazon-4-kapoonmnazuz (284h) (300 mr, 0,57 Mmmous, BeIxoa 89%), KOTOPBII HCIIOIB30BAIM B TAKOM BHUE Ha
CIIeyIoNIeH cTaauu 03 AOTOJHUTEIPHONH OUYUCTKHY;

MC (ES-): 560,3 (M+Cl).

Cramqus 8: TTOJTy9ICHUE N-(3-ametunin-1-(2-((2-((3-xmop-2-pTopOeH3MIT)aMUHO)-2 -
OKCOITHI ) (IUKITOTIPOIIHI ) aAMHHO )-2-0Kc0odTHI ) - | H-uamazon-4-mn)-3,3-qudTopnunepuani- 1 -kapbokcamuga
(2841).

CoennHeHne 284i MOJTyYaTi u3 3-ametni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2 -

OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO))-2-0Kc0od3THI)- | H-unnazon-4-xkapoonnnaszuzaa (284h) (150 mr, 0,285 MMoib) u
3,3-mudTopnunepuanH ruapoxiopuaa (90 mr, 0,57 mmos), ucnonesyst TEA (0,16 mi, 1,14 MMmois) B KadecTBe
OCHOBAHHMSI 110 METOJMKE, MPUBEICHHON JUIsl cTamuu 4 cxeMbl 129, ¢ moimydeHneM mocie o0padoTKH peaKknnoH-
HOM CMECH M OYHMCTKHM KOJOHOYHOH Xpomarorpaduei [rnepBast kojgoHKa: cunukarens (12 r), amoupys DMASO B
XM ot 0 no 40%, Bropas KoJoHKa: cuiMKarens (12 1), amoupys stuinanerat/meranon (9:1) B cMecH rekcaHoB
or 0 mo 100%] N-(3-amermi-1-(2-((2-((3-xm0p-2-hTOpOCH3NIT)aMHHO)-2-0KCOITHII ) (IIUKJIOTIPOITHIT )aMHHO )-2 -
okcodtnn)- 1 H-uanazon-4-nn)-3,3-nudroprunepunnn- 1 -kapookcamuna (284i) (20 mr, 0,032 MMOIIb, BBIXOI
11,33%) B Bue 6e0T0 TBEPIOTO BEIIECTBA;

'H SIMP (300 MI', IMCO-dg) & 10,84 (c, 1H), 8,48 (t, J=5,8 ', 1H), 8,14-8,02 (M, 1H), 7,50-7,43 (M,
1H), 7,37 (1, J=8,1 I'n, 1H), 7,28-7,17 (m, 2H), 7,15-7,05 (m, 1H), 5,74 (c, 2H), 4,34 (n, J=5,7 I'y, 2H), 3,99 (c,
2H), 3,91 (t, J=12,0 T'n, 2H), 3,72-3,56 (M, 2H), 3,19-3,07 (M, 1H), 2,74 (c, 3H), 2,20-2,02 (m, 2H), 1,86-1,75
(M, 2H), 1,09-0,96 (M, 2H), 0,96-0,82 (M, 2H);

PF SIMP (282 MTI'n, IMCO) & -101,19; -121,60;

MC (ES+): 641,5 (M+Na); (ES-): 617,4 (M-1).

Cxema 285
Y3 2 S0
!j’ o] N Cl
N N
vty HN =< Hﬁ
N:oc” N=N 0O H — N R
F TEA HaC
HC% cl £ © 285a

284h

[Momyuenne N-(3-ametwmi-1-(2-((2-((3-xmop-2-hTOpOSH3UIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHIT ) aMHHO )-2-
okcodtnn)- 1 H-uanazon-4-nn)-3,3-nudropazernnun- 1 -kapookcammua (285a).

CoeauHenue 285a MOJTy4au u3 3-anetmi-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0KcodTHI)- | H-unnazon-4-kap6onnnaszuzaa (284h) (150 mr, 0,285 MMoib) u
3,3-nudropazernaun runpoxinopuna (73,9 mr, 0,570 mmois), ncrions3yst TEA (0,16 mu, 1,14 MMonb) B KadecTBe
OCHOBAHHMSI 110 METOJMKE, MPUBEICHHON JUIs cTamuu 4 cxeMbl 129, ¢ moimydeHneM mocie o0padoTKH peaKknnoH-
HOHM CMecH M OYMCTKHM KOJIOHOYHOHM XpomMaTorpadueii aBa pasa [cuinukarens (12 r), smoupyst DMASO B IXM ot
0 mo 40%] N-(3-amermi-1-(2-((2-((3-xm0p-2-hTOpOSH3MIT)aMHIHO)-2-0KCOITHNI ) (IIHKJIOTIPOITHII)aMIHO )-2 -
okcoaTtn)- | H-manazon-4-mn)-3,3-qudropazeruan- 1 -kapboxcamuaa (285a) (25 mr, 0,042 mmons, Berxox 15%)
B BHJIC XKEITOr0 TBEPJOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 10,92 (c, 1H), 8,48 (t, J=5,8 ', 1H), 8,11 (x, J=7,7 ['n, 1H), 7,52-7,43
(M, 1H), 7,43-7,33 (m, 1H), 7,31-7,18 (M, 2H), 7,16-7,03 (m, 1H), 5,73 (c, 2H), 4,54 (1, J=12,6 ', 4H), 4,34 (x,
J=5,7T'n, 2H), 3,99 (¢, 2H), 3,19-3,06 (M, 1H), 2,73 (c, 3H), 1,09-0,97 (M, 2H), 0,97-0,84 (M, 2H);

PF SIMP (282 MTI'n, IMCO) & -99,58; -121,59;

MC (ES+): 591,5 M+1); MC (ES-): 589,4 (M-1); 625,5 (M+Cl).

Cxema 286

253a “ “

[Monyuenne 2-(3-anetmn-5-amuno- 1 H-uHmon-1-wmn)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
UKJIoNponmianeTamusa (286a).

Coenunenne 286a momydamu U3 TpeT-Oytmi-(3-amerui-1-(2-((2-((3-xmop-2-propOeH3mm)aMruHO)-2-
OKCOATHI ) (IIUKJIOTPOIIHI )aMHIHO )-2-0Kc0odTHI ) - | H-uHmon-5-um)kap6amara (253a) (20 mr, 0,035 mmons) u 2,2,2-
TpudTopykcycHor kucaoTsl (0,16 M, 2,1 MMOJIB) IO METOJIMKE, IPUBEACHHOM /ISt cTaiuy 2 cXeMbl 2. DTO Aajo
nocyie 00pabOTKN PEaKIMOHHOW CMECH M OYMCTKHM KOJIOHOYHOH ¢idmi-xpomarorpadueit [cummkarens (4 1),
amoupys nuxinopmeran/DMA 80 (or 1:0 mo 3:1)] 2-(3-auermn-5-amuno-1H-unmon-1-mr)-N-(2-((3-xmop-2-
(TopOeH3mIT)aMuHO)-2-0KkcoaTH)-N-1IuKIonponuianeramuy (286a) (12 mr, 73%) B Buae Oesoro TBepaoro Be-
IIECTBA;

'H SIMP (300 MI', JIMCO-dq) & 8,46 (1, J=5,9 I'u, 1H), 8,03 (c, 1H), 7,50-7,43 (M, 1H), 7,40 (z, J=2,1
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I'n, 1H), 7,27-7,20 (v, 1H), 7,16-7,07 (M, 2H), 6,54 (a1, J=8.7, 2,2 T, 1H), 5,29 (c, 2H), 4,81 (c, 2H), 4,34 (n,
J=5,7 T, 2H), 3,98 (c, 2H), 3,15-2,96 (M, 1H), 2,35 (c, 3H), 1,04-0,79 (M, 4H);
PF SIMP (282 MTI'ty, IMCO-dg) & -121,63;
MC (ES+): 471,4 (M+1); MC (ES-): 505,3 u 507,2 (M+Cl).
Cxema 287

(@]

- V o HATU. GIPEA ﬂ 7 o

2 TV®A

N M N
NN o Gl
=N 0 . on N O .

HoN m H,N

2 o 2 o Cl

cl
267¢ 287a

oxyuenne 1-(2-((2-((3-xy0p-2-hTOpOEH3NIT)aMHUHO )-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT )-5-
(3,3-mumernnOyranamuno)-1 H-unnason-3-kapobokcamuna (287a).

CoeauHenue 287a MOJTy4aan u3 S-amunO-1-(2-((2-((3-x710p-2-hTOpOEH3MIT)aMUHO )-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0Kc0o3THI)- | H-unnazon-3-kapbokcamuna (267¢) (50 mr, 0,11 mmons) u 3,3-
nuMeTHIo0yTanoBoi kucaotsl (0,016 M, 0,12 MMOIIB) TIO METOIMKE, TPUBEACHHOMN IS CTaAUU 3 CXEMBI 2. DTO
JIaJIo Tociie 00pabOTKU peaKIIMOHHOW CMECH M OYMCTKH KOJIOHOYHOMH (hdim-xpomarorpadueit [cunukarens (4 1),
amoupys  guxiopMmeran/metanon (ot 1:0  mo  19:1)]  1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2-
OKCOITHI ) (ITUKIIOTIPOIIHI ) aAMHHO )-2-0KCOATHI )-5-(3,3-auMe TriioyranamMu 10 )- | H-unmazon-3-kapbokcamu g
(287a) (50 mr, 83%).

'H SIMP (300 MI', IMCO-de) & 9,91 (c, 1H), 8,50 (1, J=5,8 T, 1H), 8,45-8,44 (M, 1H), 7,66 (c, 1H),
7,64-7,53 (m, 2H), 7,45 (ta, J=7,6, 1,7 T'u, 1H), 7,35 (c, 1H), 7,23 (tn, J=7,2, 6,7, 1,7 'y, 1H), 7,11 (0, J=7,8,
1,0 I'u, 1H), 5,62 (c, 2H), 4,33 (n, J=5,7 T'u, 2H), 3,98 (c, 2H), 3,13-2,97 (m, 1H), 2,20 (c, 2H), 1,04 (c, 9H),
1,02-0,85 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 571,5 (M+1); 593,5 u 595,5 (M+Na).

CxeMma 288
HO,G
? Y o HATU, DIPEA  HaCHNOGC Y o
TdA
N A
Ny N ETTeE—— N’\“’N\’”\”
=N O Me—NH, ,,,5 O
F HEl F
HzN ] H.N &
208a 9] 288a

Monyuenne  1-(2-((2-((3-xs10p-2-¢TOpOEH3NIT)aMHUHO)-2-0KCOITHIT ) (LIUKIIONPOITUIT ) AMHHO ) -2 -OKCOITHI) -
N6-metmi-1H-unnazon-3,6-nukapbokcamua (288a).

CoeauHenue 288a MOJTy4asn u3 3-kapoamomni-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCOITHI ) (IUKIIOTIPOTTHI ) aMHHO )-2-0KCcOodTHI )- | H-uama3071-6-kapboHoBo# kucioter (208a) (50 mr, 0,1 MMoIIb)
1 MeTaHaMmuH ruapoxiopuaa (10 mr, 0,15 MMOIb) M0 METOAVKE, MPUBEACHHON AJISI CTAANH 3 CXEMBI 2. DTO a0
mocyie 00paObOTKH PEaKIMOHHOW CMECH M OYHUCTKH KOJOHOYHOHW (udmI-xpomatorpadueli [cuimkarens (4 T),
amoupys  guxiopMmeran/meranon (ot 1:0  mo  19:1)]  1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO)-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcOodTHI)-N6-MeTri- | H-uagazon-3, 6-gukapbokcamun (288a) (12 wr,
23%) B BHzE OETIOTO TBEPAOTO BEIIECTBRA;

'H AMP (300 MTI'u, IMCO-dg) & 8,56 (, J=5,7 T'u, 1H), 8,50 (n, J=4,6 T'u, 1H), 8,20 (mx, J=8.5, 0,8 T,
1H), 8,14-8,12 (M, 1H), 7,80 (¢, 1H), 7,70 (am, J=8,6, 1,3 I'u, 1H), 7,49-7,38 (M, 2H), 7,25-7,17 (m, 1H), 7,10-
7,04 (M, 1H), 5,73 (c, 2H), 4,33 (1, J=5,7 I'n, 2H), 4,00 (c, 2H), 3,18-3,03 (m, 1H), 2,80 (1, J=4,5 ', 3H), 1,09-
0,78 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES-): 549,3 u 551,5 (M+Cl).

Cxema 289
F g F
Ne g
HN Y\)OL NaBH, j\j Y \)?\
YN T Y
_ . =N O F
e 23 al G, 2% al
[Tonyuenne N-(1-(2-((2-((3-x10p-2-PTOPOESH3MIT)aMUHO )-2 -OKCOITHI ) (IUKIOTTPOTTHI ) aAMHHO )-2-

okco3Tnn)-3-(1-runpoxcudtun)- 1 H-uanazon-5-un)-3,3-qud ropnunepuans- 1 -kapookcamuaa (289a).

K cycnem3un N-(3-anetun-1-(2-((2-(3-xmop-2-GTopObeH3mIaMUHO )-2-0KCOITHN ) (IIAKIOTIPOTIFI ) aMHIHO )-2-
okcodtnn)- 1 H-uanazon-5-mn)-3,3-nudroprunepuans- 1 -kapookcamuna (239b) (50 mr, 0,08 mmons) B MeOH
(10 M) mpubasmmn 6opruapun Hatpust (12 mr, 0,32 MMOJIb) M IIepeMeNINBaIN B TeUeHHE | 4 NMPpU KOMHATHOH
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temrieparype. CMech 3KCTparupoBain dtuiamnetatom (3x30 Mi1), OpraHuIecKuil CIION CMeIIay, CyIIIn, QUilb-
TPOBAIX U KOHIICHTPUPOBAIU B BakyyMe. [10ydeHHBIN 0CTATOK OYHMINAIH KOJOHOYHOH (dII-XxpoMaTorpaducii
[cunmukarens (12 1), smroupys DMASO B JIXM or 0 mo 40%] ¢ momyuenuem N-(1-(2-((2-((3-xmop-2-
(hTopOeH3MIT)aMIHO )-2-0KCOATHI ) (IIUKJIOTPOIIHII )aMHHO )-2-0KCO3THN )-3-( 1 -ruapokcuaTin)- | H-uapazon-5-mn)-
3,3-mudroprnunepunnt- 1 -kapbokcamuna (289a) (30 mr, 0,048 mmons, BeIxon 60%) B BHIe Oeoro TBEpAOTO
BEILIECTBA,

'H SIMP (300 MI'n, IMCO-de) & 8,64 (c, 1H), 8,45 (, J=5,9 ', 1H), 7,95-7,85 (m, 1H), 7,54-7,42 (m,
1H), 7,42-7,32 (M, 2H), 7,28-7,19 (m, 1H), 7,18-7,08 (M, 1H), 5,46 (c, 2H), 5,33 (1, J=4,0 T'u, 1H), 5,10-4,96 (M,
1H), 4,34 (n, J=5,7 T'y, 2H), 3,97 (¢, 2H), 3,81 (1, J=12,1 T'y, 2H), 3,52 (T, J=5,3 T'u, 2H), 3,12-2,97 (M, 1H),
2,17-1,94 (m, 2H), 1,79-1,63 (M, 2H), 1,52 (7, J=6,5 'y, 3H), 1,04-0,93 (M, 2H), 0,93-0,83 (M, 2H);

PF SIMP (282 MI', IMCO-dg) & -101,13, -121,65;

MC (ES+): 643,5 (M+Na); (ES-): 619,5 (M-1).

Cxema 290
(I ] V5 3
N cl
Cng kS gy
HATLU), DIPEA o 290
231b MMEA KN) °
IMomyuenue 2-(3-auernin-5-(2-oxkconupponuaus- 1 -mi)-1 H-unnon-1-wmm)-N-(2-((3-xsop-2-

(TopOeH3MIT)aMIUHO)-2-0KcoaTHI)-N-IIHKIonponuianeramua (290a).

Coenunenne 290a mosydanu u3 2-(3-anetwmin-5-(2-oxkconupponauaui- 1 -wmn)- 1 H-uugon-1-min)ykcycHol ku-
ciotel (281b) (138 mr, 0,33 mmois) 1 N-(3-xm0op-2-pTopbensmn)-2-(muknonponmiaMuHo )aeramuaa (10b) (128
Mr, 0,5 MMOJIB) IO METOJMKE, MPUBEACHHON TS CTAAUHA 3 CXEMBI 2. DTO a0 mocie 00paboTKU peakInOHHON
CMECH M OYUCTKH KOJIOHOYHOM (pidtI-xpomaTorpadueit [crummkarens (24 1), anoupys dTaianeTar/meranon (9:1)
B cMmecn rekcaHoB 0-100%]] 2-(3-amerwmin-5-(2-okcomupponunni-1-um)-1H-urmomn-1-um)-N-(2-((3-xmop-2-
(ropben3mT)aMIHO )-2-0KcodTHN )-N-nukionpomnmianeramus (290a) (26 mr, 0,05 mMons, Beixox 14%) B Buzme
6€JI0T0 TBEP/IOTO BEIECTBA C METAJUIMYECKHM OTTEHKOM;

'H SIMP (300 MTI'ti, IMCO-dg) & 8,47 (1, J=5,8 T'ni, 1H), 8,29 (c, 1H), 8,25 (x, J=2,1 'y, 1H), 7,54 (mx,
J=8,9, 2,1 I'u, 1H), 7,50-7,39 (m, 2H), 7,28-7,18 (m, 1H), 7,15-7,04 (m, 1H), 5,43 (c, 2H), 4,35 (n, J=5, 7 Iy,
2H), 3,99 (c, 2H), 3,87 (1, J=7,0 I'y, 2H), 3,17-3,00 (M, 1H), 2,54-2,46 (M, 2H), 2,42 (c, 3H), 2,09 (p, J=7,6 'L,
2H), 1,02-0,85 (m, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,63;

MC (ES+): 539,5 (M+1), 561,5 (M+Na); MC (ES-): 537,4 (M-1); 573,4 (M+Cl).

Cxema 291
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o Ry
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o
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TEA T \ y N/\g,”\)l\
, 291h
HoN

Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMHUHO)-2-0KCOITHN )(ITUKITOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(3,3-mudropnunepunun- 1 -kapookcamuo)- 1 H-mupazomno[3,4-b]mupunun-3-kapookcamua (291h).

Cramus 1: momydenme meTwi-1-(2-(TpeT-0yToKcH)-2-0kco3Thin)-3-nomo-1H-mupazono[3,4-b|mupuaun-5-
kapOokcuiaTa (291D).

Coenunenne 291b noxyuanu u3 Metuin-3-nono-1H-mupazono[3,4-b|nupuann-5-kapbokcunara (291a) (950
Mr, 3,13 MMOITB) TIO METOJMKE, IPUBEICHHON I cTagun 1 cxeMbl 56. ITo Aano mocie 00paboTKU PeaKIMOH-
HOM CMECM M OYHCTKM KOJIOHOYHOW duni-xpomarorpadueil [cunmkarens (24 1), 2IOMpys CcMech
rekcanoB/EtOAc (ot 1:0 gmo 2:1)] wmetma-1-(2-(Tpet-0yTOKCcH)-2-0Kc03TII)-3-Hn0m0- 1 H-ntupa3zomno[3,4-
bmupunun-5-kapookcunat (291b) (595 mr, Berxox 46%) B Buze 6€I0T0 TBEPIOTO BEIECTBA;
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'H SIMP (300 MI';, IMCO-dg) 6 9,11 (z, J=2,0 T'ry, 1H), 8,42 (x, J=2,0 T', 1H), 5,32 (c, 2H), 3,93 (c, 3H),
1,40 (c, 9H);

MC (ES+); 440,3 (M+Na).

Cranust 2: nomydyenue MeTwi-1-(2-(tper-0yTokcu)-2-okcoaTin)-3-1uano- 1 H-nupasoso[3,4-b | nupuaus-5-
kapOokcmiaTa (291c).

Coenunenre 291c momydasm w3 MeTHI-1-(2-(TpeT-0yTokcH)-2-0kcoaTwn)-3-unoa0- 1 H-nmupaszomno([3,4-
bmupuann-5-kapookcmnara (291b) (341 mr, 0,82 MMOJIB) 1O METOAWKE, MPUBEACHHON IS CTAIUM 3 CXEMBI
207. D10 mano mociie 00pabOTKN PEeaKIIMOHHOM CMECH M OYMCTKH KOJIOHOYHOH (umII-XpoMarorpadueit [crmm-
karenb (24 1), amoupys cMmech rekcanos/EtOAc (ot 1:0 go 3:1)] merun-1-(2-(TpeT-0yTOKCH)-2-0KCOITHI)-3-
rmano- 1 H-mupasomno|3,4-b Jmupunun-5-kapookcunat (291¢) (188 mr, Beixon 73%) B BHIE JKEITOTO TBEPAOTO
BEILIECTBA;

'H SIMP (300 MI';, IMCO-dg) 6 9,23 (z, J=1,9 'y, 1H), 9,01 (x, J=1,9 'y, 1H), 5,52 (c, 2H), 3,95 (c, 3H),
1,40 (c, 9H);

MC (ES+): 339,3 (M+Na).

Cramust 3: momyueHue 2-(3-pano-5-(mMetokcukapOoHmn)-1H-nupazono[3,4-b]mupunun-1-wmn)ykcycHoi
KHCIOTHI (291d).

Coenunenne 291d momydamun w3 Mertmi-1-(2-(tper-0yTokcH)-2-okcoaTmi)-3-1uano- 1 H-nmupa3zonol3,4-
b mupuann-5-kapookcmnara (291¢) (293 mr, 0,93 MMOJIB), IO METOAMKE, TPUBEACHHON JJISI CTAIUN 2 CXEMBI 2.
D10 mano mocie o00paboTkM peakmuoHHOW cMmecu 2-(3-mmaHo-5-(MeTokcukapOonmi)-1H-mupa3zoino[3,4-
b mupuana-1-un)ykcycHyro kucioty (291d) B Bue KOpUIHEBONW CMOJTBI, KOTOPYIO UCIIOIB30Bal B TAKOM BHIIE
0e3 TOTTOTHUTEHHON OYHCTKH.

Cramqus 4: TIOJTy9IeHUE metui-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-
OKCOITHI ) (ITUKIIOTIPOITHI ) aMHHO )-2-0KCOATHI )-3-1Tano- | H-mupazomno[ 3,4-b|mupuaun-5-kapookcunara (291¢e).

Coemunenne 291le mnomydamu wu3  2-(3-mmano-5-(Metokcukapoonun)-1H-mupasono|3,4-bnupunun-1-
WI)ykcycHoit  kumcmotrer  (291d) (241 wmr, 0,93  wmmome) wum  N-(3-xmop-2-¢ropOensmi)-2-
(tmkmonporunamuso )anetamuaa (10b) (285 mr, 1,11 MMoib) Mo MeTOAMKE, IPUBEACHHON JUIS CTAJAUU 3 CXEMBI
2. Oro nano nocne 0OpadOTKH PEaKIMOHHOW CMECH M OYHCTKH C TOMOIIBIO ()IIAII-KOJIOHOYHOH XpoMaTorpaduu
[cunukarens (24 1), amoupys cMech rekcanoB/10% meranon B atmwianetare (ot 1:0 go 1:1)] metmn-1-(2-((2-((3-
XJIOP-2-PTOPOESH3IIT)aMHHO )-2-0KCOITHII ) (IIUKIIOMPOITHIT ) aMHHO )-2-0KCOATHN )-3 -iano- | H-mupazono[ 3,4-
b]mupunna-5-kapookcunat (291e) (338 mr, Beixon 73%) B BHAE KOPHYHEBOH CMOJIBL;

'H SIMP (300 MI'ty, IMCO-dg) & 9,20 (z, J=1,9 T'u, 1H), 9,01 (x, J=1,9 I'u, 1H), 8,48 (t, J=5,8 I'n, 1H),
7,51-7,40 (M, 1H), 7,29-7,06 (M, 2H), 5,86 (c, 2H), 4,32 (x, J=5,8 ', 2H), 3,97 (c, 2H), 3,96 (c, 3H), 3,15-3,05
(M, 1H), 1,04-0,86 (M, 4H);

PF SIMP (282 MTI'ry, IMCO-dg) & -121,57;

MC (ES+): 499,4 (M+1).

Cramqus 5: TIOJTydeHUE 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHI)- | H-tupazono[ 3,4-bmupunnH-5-kap6oHoBoii kucioThl (291f).
CoeauHenue 291f MOJTy4au u3 MeTmi-1-(2-((2-((3-x110p-2-hTOpOEH3MIT)aMUHO ) -2 -

OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KCO3THI)-3-inano- 1 H-nmupazono[ 3,4-b Jnupunnn-5-kapookcunara  (291e)
(326 wmr, 0,65 MMOIB) MO METOJMKE, TPUBSACHHON IS cTamuu 4 cxeMbl 43. DTo mano mocie o0paboTKH peak-
muoHHON cMecH 3-kapOamoni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHHO )-2-0KCOITHI ) (IIUKJIOTIPOITHIT )aMHHO )-2 -
okcoaTiin)- 1 H-upaszono[3,4-bmupunun-5-kapoonosyto kuciory (291f) (200 mr, Bexon 61%) B Buzae 6exoro
TBEPAOTO BEIECTBA;

'H SIMP (300 MI'ty, IMCO-dg) & 9,09 (z, J=2,0 T, 1H), 9,06 (1, J=2,0 I'u, 1H), 8,51 (t, J=5,8 I'ny, 1H),
8,05 (c, 1H), 7,68 (c, 1H), 7,49-7,42 (m, 1H), 7,26-7,18 (M, 1H), 7,12 (tm, J=7,8, 1,0 I'u, 1H), 5,73 (c, 2H), 4,31
(m, J=5,5 T'm, 2H), 3,98 (c, 2H), 3,16-2,98 (M, 1H), 1,03-0,85 (M, 4H);

PF SIMP (282 MTI't, IMCO-dg) & -121,56;

MC (ES+): 503,4 (M+1); 525,4 u 527,4 (M+Na).

Cramqus 6: TIOJTy9eHUE 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (ITUKIIOTIPOIIHI ) aMHHO )-2-0KcodTHI)- | H-rtupazono[ 3,4-b]mupuaun-5-kapoonmiazuna (291g).

CoennHeHme 291g MOJTy9aJIi u3 3-kap6amomi-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (ITUKIIOTIPOITHI ) aMHHO )-2-0KcodTHI )- | H-rtmpazono[ 3,4-b|mupuaun-5-kapboHoBoid  kuciaotel  (291f)
(100 mr, 0,2 MMOITB) TIO METOJIUKE, MIPUBEICHHOMN I cTaguu 3 cxembl 129. D10 mano mocie 00paboTKU peak-
mUoOHHON cMecH 3-kapOamoni-1-(2-((2-((3-xmop-2-hTopOeH3MIT)aMHIHO )-2-0KCOITHI ) (IIUKJIOTIPOITHIT )aMHHO )-2 -
okcoaTiin)- 1 H-nupaszono[3,4-bmupunun-5-kapoonnnazna (291g), KOTOPHIH HCIOIB30BAIM B TakOM Buae 0e3
JIOTIOTHUTEIBHON OYUCTKH.

Cragus 7: monydenue 1-(2-((2-((3-xmop-2-dpTopOeH3mIT)aMUHO )-2-0KCOATHIT ) HUKIOMPOIIILIT)aAMUHO )-2-
okco3TIN)-5-(3,3-nudroprunepunut- 1 -kapookcamuo)- 1 H-nmupazoino[3,4-bmupunnn-3-kapookcamuna (291h).

CoennHeHme 291h MOJTyYajTi u3 3-kap6amomni-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (IUKIIOTIPOTIHI ) aMHHO )-2-0KcodTHI )- | H-rtmpazono[ 3,4-b|mupuann-5-kapbonmnazuna (291g) (105 wmr,
0,2 mMoup) u 3,3-audTopnumepuann rugpoxiaopuaa (63 mr, 0,4 mmons), ucronsdys TEA (0,11 v, 0,8 MMoItb)
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B KayecTBE OCHOBAHMS IO METOJMKE, IIPUBEACHHON Ut cTaanu 4 cxeMbl 129 ¢ momydeHueM nocie o0paboTKu
peaKkuMOHHOM CMECH M OYMCTKU KOJIOHOYHOH Xpomarorpaduelt [cunukarens (8 1), amoupys JJXM B meTaHoe
(ot 1:0 go 9:1)] 1-(2-((2-((3-x70p-2-PTOPOCH3MIT)aMUHO)-2-0KCOITHI ) (ITUKIIOTIPOTIHI JaAMHHO )-2-0KCOITHII)-5-
(3,3-mudroprunepunuH- 1 -kapookcamuo)- 1 H-mupazomno[3,4-bmupunnn-3-kapookcamuna (291h) (15 wmr, BbI-
xon 12% 3a nBe cTamum) B BUIE OSIIOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI', IMCO-dq) 8 8,99 (c, 1H), 8,67 (1, J=2,4 T'n, 1H), 8,59 (1, J=2,4 I'n, 1H), 8,51 (1,
J=5,8 'y, 1H), 7,83 (c, 1H), 7,53-7,41 (m, 2H), 7,28-7,17 (M, 1H), 7,16-7,08 (M, 1H), 5,65 (c, 2H), 4,32 (n, J=5,7
I'm, 2H), 3,98 (c, 2H), 3,84 (T, J=12,1 I'u, 2H), 3,60-3,52 (M, 2H), 3,13-3,00 (m, 1H), 2,19-1,93 (M, 2H), 1,81-
1,61 (m, 2H), 1,04-0,75 (M, 4H);

PF SIMP (282 MI', IMCO-de) & -101,19, -121,59;

MC (ES+): 643,5 (M+Na); (ES-): 655,5 u 657,5 (M+Cl).

Cxema 292
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Momyuenne (R)-1-(2-((2-((3-xm0p-2-PpTOpOEeH3MIT)aMUHO)-2-0KCOITHI)( | -THAPOKCHOYTaH-2-1IT)aMHHO)-2-
okcoatnn)- 1 H-uanazon-3-kapookcamuna (292d).

Cramus  1: momydenme (R)-2-((1-((TpeT-OyTHIAMMETHIICHITHI)OKCH)0yTaH-2-11)aMUHO )-N-(3-XJop-2-
¢dropoensmm)aneramuna (292b).

Coenunenne 292b ObUTO MONYYEHO IO METOJUKE, IPUBEACHHON TS cTaguu 2 cxeMbl 35 u3 2-xmop-N-(3-
xJyop-2-¢propdensmn)aneramuza (35b) (300 mr, 1,27 mmois) u (R)-1-((TpeT-OyTHnaMMeTHIICHINIT)OKCH ) Oy TaH-
2-amuHa (292a) (284 wmr, 1,4 MMOJIb, HOIYYEHHOTO 110 METOAY, nMpuBeaeHHoMy Gant, Thomas G. u Sarshar, Se-
pehr B MmexxayHapoaHoit myonmukanuu PCT 2009032843). Dto gano mocie o0paboTku peakiuoHHol cmecu (R)-
2-((1-((TpeT-Oy THIIMMETHIICHINIT)OKCH ) Oy TaH-2-1i1)aMuHO )-N-(3-x110p-2-propoensmn)aneramuy (292b) B Bune
OecIBETHOTO Macia, KOTOpoe OBLIO HCITOIB30BAHO B TAKOM BHE Ha CIICIYIOIIEH cTaany;

MC (ES+): 403,4 (M+1); MC (ES-): 401,4 (M-1), 437,4 (M+CI).

Cramus 2:  momydenue  (R)-1-(2-((1-((TpeT-OyTrinamMeTHACHINN )oKcH )0y TaH-2-11)(2-((3-xm10p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHIT ) aMHIHO )-2-0KcOodTHIT)- | H-uHmazon-3-kapbokcamuaa (292c).

Coengunenne 292c¢ momydanu u3 (R)-2-((1-((TpeT-OyTHIIIUMETHIICHIIHII)OKCH )0y TaH-2-1i1)aMUHO )-N-(3-
xyop-2-propdbensmn)arneramuna (292b) (300 mr, 0,74 mmoinb) ¢ 2-(3-kapbamow-1H-uana3ou-1-nm)ykcycHon
kucinoToi (2¢) (163 mr, 0,74 MMOJIB) IO METOAMKE, IPUBSACHHON IS CTaUK 3 CXeMBI 2. DTO Aajo mocjie oopa-
0OTKM peakIMOHHON CMECH U OYMCTKU KOJIOHOYHOH (umin-xpomatorpadueil [crmmkarens (24 r), amoupys Me-
tanoioM B JXM or 0-20%] (R)-1-(2-((1-((Tper-OyTriiaumeTnicummt)okcu)oyran-2-mim)(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KcoaTi)- 1 H-nnnazon-3-kapbokcamug (292c) (171 wmr, BbIXox
38%) B BHIE 0€JI0TO TBEPIOTO BEIIECTRA;

MC (ES+): 604,5 (M+1); 626,5 (M+Na); MC (ES-): 602,5 (M-1).

Cramus  3: momyuenue (R)-1-(2-((2-((3-xm0p-2-dTopOeH3mIn)aMuHO)-2-0KkcodTr )( 1 -TuaApoKCcHOyTaH-2-
WJT)aMUHO )-2-0kcodTud)- 1 H-urnazon-3-kapookcamuma (292d).

K mepememmBaemomy pactBopy (R)-1-(2-((1-((TpeT-OyTHiImuMeTHICHITIIT)OKCH )0y TaH-2-11)(2-((3-xmop-
2-(propOeH3m)aMHHO )-2-0KCOATHIT)aMHHO )-2-0kcodThi)- | H-uaaazon-3-kapookcamuma (292¢) (162 wmr, 0,27
MMmoutb) in MTBE (10 mi) npubasunm npu komHaTHON Temnieparype koni. HCI (0,223 mn, 2,68 MMoub) 1 miepe-
MEIMBaIN B TedyeHue 1 4. PeakimoHHYI0 cMech KOHIICHTPUPOBAJIM B BaKyyMe JJ0CyXa MOIIETIOYHIH HAChIIICH-
HBIM BOJHBIM pacTBopoM NaHCOj; n skctparupoBaiu 3tuiarnetatoM (2x50 mir). OpraHudeckue CJION CMeIain
cymmny, QWIBTpOBAIM | BHIIAPWIN J0cyXa. [loJydeHHBIH OCTaTOK OYMINAIM KOJOHOYHOHW  (udII-
xpoMmartorpagueii [nepBasi KOJIOHKa, CHIIMKaresb, (12 r) anroupys stwianerat/mMeranon (9:1) B cMecH rekcaHoB
ot 0-100%; BTOpast KoJOHKa, CHUIUKarels, (12 r) amoupys MeranosnoM B JIXM ot 0-10%)) ¢ momydenuem (R)-1-
(2-((2-((3-xnop-2-pTopOben3min)aMuHo)-2-0kcodTH)(1-runpoKcuOyTan-2-1iT)aMuHO )-2-0kcoaTin)- 1 H-uanazon-
3-kapookcamuna (292d) (18 mr, 0,04 mmoib, Beixoa 14%) B Bue OEIOTO TBEPOTO BEIECTBA;

'H AMP (300 MI'ty, IMCO-dg) & 8,92 (1, J=5,7 ') u 8,72 (1, J=5,9 I'n) (21, 1H), 8,26-8,13 (M, 1H), 7,77
u 7,72 (2¢, 1H), 7,56-6,93 (m, 7H), 5,71-3,89 (m) (6H), 4,24 u 3,86 (2c, 2H), 3,65-3,33 (M, 2H), 1,58-1,40 (M,
2H), 0,96 (1, J=7,3 I'm) u 0,75 (1, J=7,3 I'n) (21, 3H);
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PF SIMP (282 MI'y, IMCO-de) & -121,27, -121,59;
MC (ES+): 490,4, 492,4 (M+1); MC (ES-): 488,4, 490,3 (M-1), 5244, 526,4 (M+Cl).

Cxema 293
N o F
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[Momxyuenne  2-(3-anermn-5-(3-metnn-3-(1 —MeTI/IJ'IHI/IHGpI/I,HI/IH-4—I/IJ'I)yp€I/I,HO)- 1H-unpazon-1-mm)-N-(2-((3-
XJI0p-2-(hTOpOEH3MIT)aMUHO )-2-0KcoaTHI )-N-u3onponmianeramuaa (293a).

CoeauHenue 293a MOJTy4au u3 3-anetni-1-(2-((2-((3-xmop-2-pTOpOCH3UIT)aMHHO)-2-
OKCOATHII ) (M30TIPOITUIT)aMHHO )-2-0Kc03TwN) - | H-rHna3on-5-kapoonmnasuaa (217a) (500 mr, 0,95 Mmmons) u N, 1-
JUMeTIIUnepuanH-4-amuna (243 mr, 1,9 mmorns), ucnons3ys TEA (0,26 mi, 1,9 MMoITb) B Ka4eCTBE OCHOBa-
HUS TI0 METOAMKE, MPUBEACHHON I cTamuu 4 cxembl 129. DTo mano mocie o0paboTKH peaKIMOHHOW CMECH,
OYHMCTKH KOJIOHOYHOW (ummI-xpoMaTorpadueii [cummkarens (12 r), amoupyst DMASO B JIXM ot 0 mo 40%] 2-
(3-ameTmn-5-(3-metmn-3-( 1 -metnnmunepuanH-4-uin ) ypeunno)- | H-uanazon-1-um)-N-(2-((3-xa0p-2-
(ropben3mT)aMIHO )-2-0KcodTHN )-N-m3onpornmianeramus (293a) (38 mr, Berxox 7%) B Buae 0eIoro TBEPAOTO
BEIIICCTBA,

'H SIMP (300 MI'u, IMCO-dg) & 8,83 (t, J=5,7 I'np) u 8,35 (, J=5,8 ') (2, 1H), 8,44 (c, 1H), 8,26-8,20
(M, 1H), 7,64-7,55 (m, 1H), 7,54-7,00 (m, 4H), 5,63 u 5,47 (2c, 2H), 4,62-4,52 u 4,28-4,24 (2m, 1H), 4,47 (m,
J=5,6 Tu) u 4,32 (1, J=5,9 I'n) (2x, 2H), 4,17 u 3,85 (2¢, 2H), 4,13-3,96 (M, 1H), 2,59 (¢, 3H), 2,17 (¢, 3H), 2,87-
2,7912,01-1,90 u 1,80-1,64 u 1,56-1,46 (4m, 11H), 1,24 (n, J=6,3 I'n) u 1,00 (1, J=6,8 I'n) (21, 6H);

PF SIMP (282 MI', IMCO-dg) & -121,22, -121,78;

MC (ES+) 628,7 (M+1); (ES-) 626,6 (M-1).

CxeMa 294

ij@m@ EeN IR Iy

HzN H,N 294a
235a o

IMomyuenue (S)-tper-6yTHin-(1-((3-xapbamon-1-(2-((2-((3-x10p-2-pTopOeH3 T )aMIHO )-2-0OKCOITHII )-
(UMKIIOIPONHIT)aMHHO)-2-0Kc0oaTHI)- | H-H1a3011-5-m1)kapoamomn)nunepuant-3-min)kapdamara (294a).

CoenuHeHnue 294a HOTyJaIn u3 3-kap6amon-1-(2-((2-((3-xmop-2-propObeH3mIT)aMUHO)-2 -
OKCO3THII ) (LIMKIIOIPOITIIT)aMHHO)-2-0Kc03THI)- | H-unnazon-5-xkapoonnnaszuna (235a) (750 mr, 0,71 mMMmoib) u
(S)-tper-0yTin nunepuanH-3-wikapobamata (285 mr, 1,423 mmons), ucons3yst TEA (0,2 mi, 1,4 Mmmois) B Ka-
YeCTBE OCHOBAHHS 10 METOJWKE, MPUBEACHHON s cTamuu 4 cxembl 129. 3To manmo mocie 00pabOTKH peaKIy-
OHHOH CMEeCH, OYMCTKH KOJIOHOYHOU (ami-xpoMarorpadueit [crmkarens (12 1), samoupys DMASO B JIXM ot
0 mo 40%] c mocnexyromuM ucnoiabp3oBanueM npenapatuBHoi BOXX [Cig xonmonka, samonpyst CH;CN B Boze
0-100%] (S)-tper-6yTn-(1-((3-xapbamonn-1-(2-((2-((3-xmop-2-PpTopOeH3IIT)aMHUHO ) -2 -0KCOITII)(ITUKIIO-
MIPOITHIT)aMUHO )-2-0Kc03THN )- | H-rHmazo:m-5-mn)kapbamomn ) munepuanH-3 -mwi)kapoamar (294a) (86 Mr, BeIXO.
17%) B BuE 6€J0TO TBEPIOTO BEIECTRA;

'H SIMP (300 MI'ty, IMCO-dq) & 8,65 (c, 1H), 8,50 (t, J=5,8 I'u, 1H), 8,20-8,14 (m, 1H), 7,63 (c, 1H),
7,59-7,42 (m, 3H), 7,31 (c, 1H), 7,28-7,19 (M, 1H), 7,19-7,07 (M, 1H), 6,97-6,85 (m, 1H), 5,61 (c, 2H), 4,33 (x,
J=5,7 T'u, 2H), 4,08-3,86 (M, 4H), 3,44-3,24 (M, 3H), 3,11-2,99 (m, 1H), 2,86-2,59 (m, 2H), 1,90-1,77 (M, 1H),
1,77-1,64 (m, 1H), 1,38 (c, 9H), 1,04-0,96 (m, 2H), 0,96-0,83 (m, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,73 (mmux TPK), -121,62;

MC (ES+) 699,7 (M+1); (ES-) 697,7 (M-1).

Cxema 295
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[Monyuenne 2-(3-ametnn-5-(mupumuans-5-mi)- | H-rmuppono[ 2,3-cJmupuaun- 1 -mr)-N-(2-((3-xmop-2-
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(TopOEeH3MIT)aMIUHO)-2-0KCcoaTHI)-N-IIUKIonponuianeramua (295¢).

Cranus 1: nomydenue 3tui-2-(3-auetui-5-6pom-1 H-tuppono[2,3-c]mupuann-1-mm)anerara (295b).

Coenunenne 295b ObLTO TOTYYEHO TT0 METOAMKE, PUBEACHHON JJ1st cTaanu 1 cxeMbl 56 u3 1-(5-6pom-1H-
nuppotio[2,3-c Jnupuaun-3-mn) ataHona (295a) (1,2 r, 5,02 MMoiTb, TOTYYeHHBIH TI0 MeTOTy, onrucanHoMy Hynd,
George et al. B MmexayHapoaHort myommkaruu PCT 2014174021). Oto gamo mocie 00pabOTKH peakInOHHON
CMECH U OYUCTKH KOJIOHOYHOU (ummi-xpoMartorpadueit [cumkarens (24 r), smoupys DMASO B JIXM ot 0 1o
30%] stmn-2-(3-anetmi-5-6pom-1 H-mupposo[2,3-e[mupnaua- 1 -mm)amerat (295b) (850 mr, Beixox 52%) B BUzIE
CBETJIO-OPAH)KEBOTO TBEPJOTO BEIIECTBA;

'H SIMP (300 MI';, IMCO-dq) & 8,79 (z, J=1,0 'y, 1H), 8,58 (c, 1H), 8,18 (11, J=0,9 I'ny, 1H), 5,36 (c, 2H),
4,19 (x, J=7,1 I'u, 2H), 2,46 (c, 3H), 1,23 (T, J=7,1 I'u, 3H);

MC (ES+) 325,3, 327,3 (M+1), 347,3, 349,3 (M+Na): MC (ES-): 359,2, 361,2 (M+Cl).

Cranus 2: momydyenue 2-(3-anetmi-5-0pom- 1 H-muppono[2,3-c Jnupuaus- 1 -nin) ykeycHOH KUCIOTHI (295¢).

Coenunenne 295¢ momywyanu w3 9THI-2-(3-anetmn-5-6pom-1H-mppono[2,3-emupuaun-1-mm)anerara
(295b) (500 mr, 1,54 MMOIIB) IO METOIUKE, TPUBEICHHOMN IS cTaguu 2 cXeMbl 129. D10 nano mocie 00padoTKu
peakponHol cmecu 2-(3-ametmi-5-0pom-1H-muppoino[2,3-c|nupunus-1-un)ykcycHyrw kuciory (295¢) (260
Mr, 0,88 MMOIIB, BEIXO 57%) B BHIIE CBETIIO-OPAaH)KEBOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 13,42 (c, 1H), 8,79 (n, J=0,9 I'n, 1H), 8,59 (c, 1H), 8,18 (x, J=0,9 I'n,
1H), 5,25 (c, 2H), 2,46 (c, 3H);

MC (ES-): 295,1, 297,1 (M-1).

Cramus 3:  momydyenme  2-(3-ametmin-5-6pom-1H-nmuppoio[2,3-cmupuana- 1 -mm)-N-(2-((3-xm0p-2-
(hropOeH3MIT)aMHUHO )-2-0KCcOoATHI )-N-TITHKITonponmianeTamuaa (295d).

Coenunenne 295d momydanu u3 2-(3-anerun-5-6pom-1H-ttmppono[2,3-cmupunut- 1 -uin)yKCycHOH KHCITO-
ThI (295¢) (250 mr, 0,84 MMoinb) ¢ N-(3-xmmop-2-hropoeH3nin)-2-(rukionponuiaMuHo )areTamuaom (10b) (259
mr, 1,01 MMOITB) IO METOIMKE, TPUBEACHHON I CTAIUU 3 CXEMBI 2. DTO JaJo Mocie 00pabOTKU peaKIMOHHON
CMECH ¥ OYHCTKH C MOMOIIBIO (PIIBII-KOJOHOYHOW XpoMmaTorpaduu [cumukarens (12 r), amoupys DMASO -
AXM  or 0 1o  20%] 2-(3-anetnn-5-6pom-1H-nupposno|2,3-cmupuaus- 1 -uim)-N-(2-((3-xmop-2-
(ropOeH3mIT)aMruHO)-2-0kcoaTH)-N-1iuknonponuianeramuy (295d) (70 mr, Beixon 15%) B Bune Oenoro TBep-
JIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 8,68 (c, 1H), 8,53 (c, 1H), 8,47 (1, J=6, 0 I'u, 1H), 8,18 (u, J=0,9 I'm,
1H), 7,52-7,41 (m, 1H), 7,27-7,18 (M, 1H), 7,14-7,04 (M, 1H), 5,57 (c, 2H), 4,34 (n, J=5,8 ', 2H), 3,99 (c, 2H),
3,14-3,03 (m, 1H), 2,46 (c, 3H), 1,05-0,94 (M, 2H), 0,95-0,86 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,59;

MC (ES+) 535,4, 537,4 (M+1); MC (ES-): 569,3, 571,3 (M+Cl).

Cramus 4: momydenue 2-(3-anetwin-S-(mupuMmunnH-5-un)-1H-muppoiro[2,3-c|mupuaua-1-wmm)-N-(2-((3-
XJIOP-2-PTOPOESH3IIT)aMHHO )-2-0KCOITHI)-N-IIUKIIoTporiuianeramuaa (295¢e).

Coenunenne 295¢ momyuamnu u3 2-(3-aneTmi-5-6pom-1H-muppoio[2,3-c Jnupuaua- 1 -uim)-N-(2-((3-xm0p-2-
(hropOeH3MIT)aMHUHO )-2-0KkcodTHN )-N-1TuKJonponmianetramuaa (295d) (65 mr, 0,12 MMOJIB) IO METOIMKE, TIPH-
BeICHHOW Ha cxeme 92. DTo mano mocie oOpabOTKM PEaKIMOHHOW CMECH M OYHUCTKHM C IOMOIIBIO (IIdII-
KOJIOHOYHOW Xpomarorpaduu [cunukarens (12 1), amoupyst DMASO - IXM ot 0 no 20%] 2-(3-anerwmin-5-
(mmpumuaue-5-ui)- 1 H-nuppono[ 2,3-cJuupuaun- 1 -m1)-N-(2-(3-xnop-2-hropOeH3naaMuH0)-2-0KcodThIT)-N-
ukonponmianetamuy (295¢) (55 mr, 0,1 mmodb, Beixoq 85%) B BuIe O€JIOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MT', IMCO-dg) 9,41 (c, 2H), 9,21 (c, 1H), 9,00 (n, J=1,1 Tu, 1H), 8,64 (n, J=1,1 T, 1H),
8,54 (c, 1H), 8,49 (1, J=5,8 T'u, 1H), 7,43 (0, J=7,7, 7,2, 1,7 I'n, 1H), 7,28-7,19 (M, 1H), 7,14-7,02 (M, 1H), 5,64
(c, 2H), 4,35 (m, J=5,7 I'u, 2H), 4,02 (c, 2H), 3,18-3,06 (M, 1H), 2,52 (c, 3H), 1,08-0,98 (M, 2H), 0,98-0,88 (M,
2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,59;

MC (ES+): 535,5 (M+1), MC (ES-): 569,4 (M+Cl).

Cxema 296
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Monyuenne  (S)-1-(2-((2-((1-(3-xm0p-2-PpTOpDHEHMIT)ITHIT)aMUHO )-2-OKCOITHI ) (LI KIOTPOITHIT ) aAMHHO ) -2 -
okcoaTiin)- 1 H-nupa3zono[3,4-c]mupunann-3-kapbokcamuaa (296f).
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Cranus 1: momyuyenue 2-(3-unano- 1 H-upa3zono[ 3,4-c Jnupuaus- 1 -mn) yKCycHOH KUCIOTHI (296b).

Coenunenne 296b momydanmn u3  Tper-OyTmi-2-(3-mmano-1H-nupasono|3,4-cmupunun-1-mm)aneraTa
(296a) (995 wmr, 3,85 MMOJIb, TIOTYYEHHOTO IO METOAY, MpuBeAecHHOMY Altmann, Eva et al. B MexmayHapoaHOH
myomukauu PCT 2014002058, 03 saBapst 2014), ucnonssyss TOK (2,5 mu, 2,66 mmoins) B CH,Cl, (30 mir) mo
METOJIMKE, MPUBEJACHHON JIJIS CTAANH 2 CXeMBI 2. DTO Jaio mociie 00paboTku peaKIMOHHOM cMecH 2-(3-1maHo-
1H-nupazono|3,4-c Jnupuaus- 1 -mn)ykcycHyto kucioty (296b) (1,78 r) B BuIe KOPHYHEBOW CMOJIBI, KOTOPYIO
WCIIOJIB30BAJIM B TAKOM BHJIE Ha CIEAYIOMICH CTaIUH.

Cramuss  2: momydeHue dTui-2-(2-(3-umano-1H-npasono[3,4-c]mupunni- 1 -mr)-N-IuKIonponuianeT-
amuo)anerara (296¢).

Peaxums 2-(3-unano-1H-nupazono|3,4-cmupuaus-1-un)ykcycHoi kuciaoTsl (296b) (389 mr, 1,93 mmons)
¢ 9THI-2-(IIMKIIONPOITMIIaMHUHO )arieTaTtoM (45b) (413 mr, 2,89 MMoOIb) 0 METOIMKE, PUBEICHHON ISl CTaIun 3
CXeMBI 2, jana rocjie o0paboTKH peakIMOHHOM CMECH M OYMCTKH KOJIOHOYHOH (umii-xpomarorpadueil [cnmm-
Karelb, IM0upys auxiiopmeran/MeTanou (ot 1:0 mo 19:1)] atun-2-(2-(3-uuano- 1 H-nupasono[ 3,4-c jnupuaua- 1 -
wi)-N-kionponmwianeTamuo) amerar (296¢) (317 mr, 50%) B BUe KOPUIHEBOH CMOJIBI;

'H SIMP (300 MI'u, IMCO-dg) 5 9,31 (c, 1H), 8,49 (1, J=5,8 'y, 1H), 7,96 (1, J=5,7 ', 1H), 6,00 (c, 2H),
4,18-3,99 (M, 4H), 3,20-3,03 (m, 1H), 1,18 (T, J=7,2 'y, 3H), 0,98 (nx, J=27,3, 5,5 'y, 4H);

MC (ES+): 350,2 (M+Na).

Cramus  3: momydenue 2-(2-(3-kapbamoni-1H-nupazono[3,4-cmupunut- 1 -w)-N-IKI0nponuianeT-
aMU0)yKCYCHOM KUCITOTHI (296d).

K pactBopy a1Hn-2-(2-(3-1mmano- 1 H-nmupazomno|3,4-c Jnupuaua- 1 -ui)-N-ITHKITOPOTTHIIAIe TAMHEIO )alieTaTa
(296¢) (308 mr, 0,941 mmoms) B TT'® (20 M) u MeOH (20,00 M) mpubaBuiii pacTBOp TUApATa THIPOKCHIA
mutus (242 wmr, 5,65 mmonb) B Boae (20 Mi1) ¥ IepeMenIiBaii Ipyu KOMH. TeMI. B TeueHue 15 4. Peakimonnyro
cMech KOHIeHTpHpoBanu Juis ynanenust TI'® n meranona. Ocratok obpaboranu Bomo (15 mir) 1 oCcTOpOKHO
noakucmwn 4 N HCl ¢ mocienyromuM KOHIEHTPHPBaHUEM J0CyXa ¢ mosrydeHuneM 2-(2-(3-xkapoamoni-1H-
npasono| 3,4-c]mupunus- 1 -mm)-N-DUKIoTponiIale TaMUI0 ) YKCYCHOM KueinoThl (296d) (660 Mr) B Buae Kopud-
HEBOI CMOJIBI, KOTOPYIO HCIIOJIb30BAJIM B TAKOM BHJIE Ha CIIEYIOIIECH CTauu;

MC (ES-): 316,2 (M 1).

Cramqus TOJTyYCHUE (S)-1-(2-((2-((1-(3-xmop-2-hTopDHeHnT )ITHIT)aMUHO ) -2 -
OKcoamn)(uHKnonpoan)aMHHo) 2-okcoaTwn)- 1 H-tupazono[ 3,4-c]mupunun-3-kapookcamuaa (296f).

Peakmmst  2-(2-(3-xap6amowni-1H-mupazono[3,4-cJmupunui- 1 -ni)-N-TIUKI0pOoNrIae TaMHIO0 ) YKC Y CHON
kucnoThl (296d) (102 mr, 0,32 mmons) ¢ (S)-1-(3-xmop-2-propdenmn)stanamut TuapoxIopuaom (296e) (70,8
Mmr, 0,320 MMOJIB) TTO METOJIMKE, MPUBEACHHON I cTaguu 3 CXeMbI 2, jJana mociie 00paboTKU peaKkInOHHON
CMECH M OYUCTKH KOJIOHOYHOU (umII-xpomaTorpaduei [CHIMKareis, dIOUpys TuxiopMmeran/mMetaHon (ot 1:0
1o 9:1)] (S)-1-(2-((2-((1-(3-xn0p-2-thTOpdeHwIT)ITHIT)aMHHO )-2-0KCOITHIT ) (LIUKIIOTPOITHII ) aMUHO ) -2 -OKCOITHII) -
1H-mupa3zomno[3,4-cnupunun-3-kapookcamun (296f) (24 mr, 16% 3a aBe cTamuu) B BHJIC JKEJITOTO TBEPIOTO
BEIIIECTBA;

'H SIMP (300 MTI'u, JIMCO-de) 8 9,15 (c, 1H), 8,59 (n, J=7,4 T'n, 1H), 8,35 (n, J=5,5 I'n, 1H), 8,05 (x,
J=5,7Tn, 1H), 7,95 (c, 1H), 7,54 (c, 1H), 7,44 (1, J=7,5 'y, 1H), 7,28 (1, J=7,3 'y, 1H), 7,14 (1, J=7,9 'y, 1H),
5,79 (c, 2H), 5,15-4,96 (M, 1H), 3,99 (c, 2H), 3,08-2,94 (M, 1H), 1,33 (1, J=7,0 I'n, 3H), 1,04-0,82 (m, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -122,71;

MC (ES+): 495,1 u 497,1 (M+Na); MC (ES-): 471,2 (M-1) u 507,1 (M+Cl).

Cxema 297
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IMomyuenue 3-anernn-N-6en3ui-1-(2-((2-(3-x10p-2-propOeH3MIaMuHO )-2-0KCOITHI ) (LIUKIOTPOITIT ) -
aMUHO)-2-0kcodTrn)- 1 H-unna3on-4-kapookcamunaa (297a).

Peaxtmst 3-ametni-1-(2-((2-(3-xmop-2-propOeH3UIaAMIHO )-2 -OKCOI T ) (ITUKIOTTPOITHI ) AMHUHO )-2-
okcodtnn)- 1 H-uanazon-4-kapoonoBoit kucnothl (284g) (50 mr, 0,10 Mmoip) ¢ hernnmeranamuaom (0,017 mur,
0,15 MMoITB) IO METOMKE, TIPUBEACHHOM IS CTAJMK 3 CXEMBI 2, ajia 1mocie 00paboTKu peaKIIMOHHONH CMECH U
OYUCTKH KOJIOHOYHOW (mI-XxpomaTorpaduerd [CHINKareis, JIOUpYs cMech TekcaHos/10% metaHon B 3THII-
arerare, oT 1:0 bi(s) 1:2] 3-anetmi-N-6en3ui-1-(2-((2-(3-xmop-2-hTopOeH3NITAMHHO )-2-
OKCOITHI ) (ITUKITOTIPOIIHI ) aMHHO )-2-0KCcOodTHI )- | H-uama3on-4-kapbokcaMu B Bujie O€I0T0 TBEPIOTO BEIIECTBA
(297a) (21 mr, 36%).

'H SIMP (300 MI'n, IMCO-dg) & 8,73 (1, J=5,9 'y, 1H), 8,48 (1, J=5,9 ', 1H), 7,75 (mx, J=8,6, 0,9 T,
1H), 7,52-7,18 (m, 9H), 7,10 (tn, J=7,9, 1,0 I'n, 1H), 5,77 (c, 2H), 4,50 (x, J=5,9 'y, 2H), 4,34 (n, J=5,7 'y, 2H),
3,99 (c, 2H), 3,19-3,05 (m, 1H), 2,58 (c, 3H), 1,09-0,84 (M, 4H);

PF SIMP (282 MI'w, IMCO-dg) & -121,61; MS(ES+): 612,5 u 614,5 (M+Na); MC (ES-): 624,5 u 626,5
(M+C).
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Cxema 298
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[Monyuenne 3-anetni-1-(2-((2-(2'-xnop-2-¢pTopoudeHNI-3-nI1aMHHO)-2-0KCOITHIT ) (M30POIINIT)-aMHHO ) -2~
okcodThn)- 1 H-nana3oin-5-kap6oHOBOM KUCITOTHI (298b).

Cramqus 1: TOJTy9ICHUE MeTtui-3-ametun- 1-(2-((2-(2'-xnop-2-propobudennn-3-miaMuHo )-2-
OKCO3THIT ) (M30TPOITHIT)aMUHO )-2-0Kkc03TrN)- | H-uHna3on-5-kap6okcunara (298a).

Peaxmmst 2-(3-ametnn-5-(Metoxcukapoonwmn)-1 H-unmgazon-1-un)ykcycnoit kuciotsl (206¢) (2,35 1, 8,51
MMOJIb) ¢ N-(2'-xmop-2-dTopoudenmi-3-nn)-2-(nzonponumiamMuHo ))aeramugaom (19¢) (2,1 T, 6,55 mmomns) 1o
METOAMKE, IPUBEJCHHOMN AN cTaguu 3 cxeMsl 2, nana celpoit mpoaykT. Ceipoit mpoaykT nepememusanu ¢ 50%
EtOAc-rekcan (50 M) 1 IoTydeHHOE TBEP0€ BEIIECTBO coOpanu GpribTpoBanreM, mpoMbiin EtOAc (2x1 mi)
c HOJy4EeHUEM MmeTmi-3-anetun-1-(2-((2-(2'-xnop-2-dpropoudenmn-3-niamuno)-2-
OKCO3THII)(M30IPOITMIT)aMUHO )-2-0KkcodTHI)- | H-nHnazon-5-kapookcunara (298a) (3,0 r, Beixox 79%) B BHIE
0€eJI0T0 TBEp/IOTO BEIIECTBA C METAUINIECKUM OTTEHKOM.

'H SIMP (300 MI'u, JIMCO-dg) (cMech poTamioHHEIX H30MepoB) & 10,27 u 9,74 (2¢, 1H), 8,85 u 8,83
(2mn, J=1,6, 0,8 I'u, 1H), 8,16-8,09 u 7,98-7,90 (2m, 1H), 8,07 u 8,02 (2nx, J=8,9, 1,6 I'u, 1H), 7,83-6,99 (M,
7H), 5,82 n 5,64 (2¢c, 2H), 4,69-4,57 n 4,38-4,27 (2m, 1H), 4,47 u 4,09 (2c, 2H), 3,912 u 3,906 (2¢, 3H), 2,65 n
2,64 (2¢, 3H), 1,29 u 1,07 (21, J=6,8 'y, 6H);

MC (ES+) 579,5 (M+1) MS(ES-) 613,6 (M+Cl).

298a

Cramqus : MOJTy9ICHUE 3-ametmi-1-(2-((2-(2'-xmop-2-hropoud eHn-3-unaMmmuHo )-2-
OKCO3TI/IH)(I/ISOHpOHI/IH)aMI/IHO) 2-okcoaTrn)- 1 H-uanazon-5-kap6oHoBoi kucioTs (298b).
Peaxmmst MeTri-3-ametni- 1 -(2-((2-(2'-xmop-2-propoud eHnin-3 -miaMuHO )-2-0KCOITHI ) (M30TTPOITHIT ) -

aMuHO)-2-0kco3Trn)- 1 H-nanazon-5-kapookcunara (298a) (3 r, 5,18 mMmonb) ¢ ruapokcuaom nutust (0,37 T,
15,54 MMOJIB) TIO METOJIMKE, TIPUBEICHHOMN I cTaauu 2 cxembl 129, mana mocie o0paboTKH peaKIIMOHHONW cMe-
cu W ouHcTku 3-anetmi-1-(2-((2-(2'-xaop-2-propoudenn-3-unaMmuHo)-2-0KCOITHI ) (M30IPOITIIT ) aMHHO)-2-
okcoaTin)- 1 H-unna3on-5-kapoonoByto kucnory (298b) (2,75 r, Beixon 94%) B Buie 0eI0ro TBEPOrO BEIIECT-
Ba.

'H SIMP (300 MTI'ti, IMCO-dg) & 13,05 (¢, 1H), 10,28 u 9,75 (2¢, 1H), 8,83 u 8,81 (2x1, J=1,6, 0,8 T,
1H), 8,1-6,98 (m, 9H), 5,81 u 5,63 (2¢, 2H), 4,70-4,57 n 4,39-4,26 (2m, 1H), 4,47 u 4,09 (2¢c, 2H), 2,65 u 2,64
(2¢,3H), 1,29 n 1,07 (2n, J=6,8 T'u, 6H);

PF SIMP (282 MI'ri, IMCO-de) & -126,84, -126,96; MS(ES-) 563,5 (M-1), 599,5 (M+Cl).

CxeMa 299
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INomyuenue (R)-tper-0ytuin-1-(3-kapbamonn-1-(2-((2-(3-xsop-2-¢pTOpOCH3NIAMIHO)-2-

OKCOATHI ) (IIUKJIOTIPOIIHIT )-AMHHO ) -2 -0Kc03TII) - | H-rH1a3071-5-nikap 6aMonn ) mune puguH-3-mikapoaMaTa
(299a).

Peaxuust 3-kapbamoni-1-(2-((2-(3-xmop-2-propOoeH3nIaAMHUHO ) -2 -0KCOITII ) (IIUKIJIOTIPOITUIT ) aMHHO )-2-
okcoatnn)- 1 H-uanazon-5-kapoonnnasuaa (235a) (750 wmr, 0,712 mmomns) ¢ (R)-Tper-OyTun mumepumuH-3-
nnkapbamatom (285 mr, 1,42 MMOIIB) IO METOJMKE, MTPUBEACHHON Ui cTanuu 4 cxembl 129, nama mocie ob6pa-
0OTKM pEeaKIIMOHHOW CMECH M OYHCTKU KOJIOHOYHOH (pidmi-xpomatorpadueii [cunukarens (12 r), amoupys ot 0
1o 40% DMA-80 B IXM] u npenaparuBaoit BOXXX [C,g komonka, smoupyst CH;CN B Bome ot 0-100%] (R)-
TpeT-0yTnn-1-(3-kapdbamom- 1-(2-((2-(3-xmop-2-hTopOSHINITAMIHO )-2 -OKCOITHT ) (IIUKJIOTIPOTTHIT ) aMHUHO ) -2 -
okcoaTn)- | H-mana3on-5-mikapbamonm)nunepunu-3-mikapoamar (299a) (75 mr, Beixox 15%) B Buzge 6emoro
TBEPJIOTO BEIIECTBA.

'H SIMP (300 MI', JIMCO-de) & 8,65 (c, 1H), 8,50 (t, J=5,8 T, 1H), 8,23-8,12 (M, 1H), 7,63 (c, 1H),
7,58-7,42 (m, 3H), 7,31 (c, 1H), 7,27-7,23 (m, 1H), 7,13 (1, J=7,8 I'n, 1H), 6,91 (1, J=7,9 I'n, 1H), 5,61 (c, 2H),
4,33 (m, J=5,7 ', 2H), 4,12-3,84 (M, 4H), 3,42-3,21 (M, 1H), 3,12-2,99 (M, 1H), 2,87-2,58 (M, 2H), 1,90-1,59 (M,
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2H), 1,48-1,28 (M, 11H), 1,09-0,96 (M, 2H), 0,96-0,81 (m, 2H);
PF SIMP (282 MTI'n, IMCO-dg) & -74,22 (mux TDK), -121,62;
MC (ES+) 699,7 (M+1); (ES-) 697,7 (M-1).

Cxema 300
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Monyuenne 1-(2-((2-(3-x50p-2-PTOPOSH3IUITAMHUHO )-2-0KCOITHI )(IIAKIOTPOTIHII )aMHUHO )-2-0KCOITHI)-5-(3 -
MeTmi-3-(1-MetnnazeTunun-3-un)ypeuno)- 1 H-uagazon-3-kapookcamua (300a).

Peaxrmst 3-kap6amoni-1-(2-((2-(3-xmop-2-GTOpOEeH3MIAMUHO )-2-0KCOITHI ) (IIAKIOTIPOTIFIT ) aMIHO )-2-
okcoaTin)- 1 H-unnazon-5-kapoonmnaszuna (235a) (500 mr, 0,47 mmons) ¢ N,1-mumernnazetuauH-3-aMuaoM (86
mr, 0,85 MMOIB) IO METOIUKE, MPUBEICHHON [T cTamuu 4 cxembl 129, nama mocie 0o0pabOTKH peakIMOHHON
CMECH M OYHCTKU Xpomarorpadueii [cunmkarens (40 1), amoupys oT 0 mo 40% DMASO B JIXM], 3atem [cumu-
Karens (24 1), samoupys ot 0 1o 90% EtOAc/MeOH(9:1) B rexcane] n npen-B2XKXX [C18 konoHKa, 5 HHBEKIMH,
anmroupyst CH3;CN B Boze (conepxaieit 0,1% TDK) ot 0-100%], ¢ mocnenyromeit mrodumusarmen 1-(2-((2-(3-
XJI0p-2-(TOPOESH3NIAMHHO )-2-0KCOATHII ) (LIUKJIOIIPOITHII)aMHHO )-2-0KCOITHI )-5-(3-MeTni-3-( 1 -MeTnnazeTu uH-
3-um)ypenno)-1H-uanazon-3-kapbokcamua (300a) (65 mr, BeIxox 26%) B Bue 6100 TBEPIOTO BEIIECTBRA;

'H SIMP (300 MI'u, IMCO-de) & 8,86 (c, 1H), 8,75 (c, 1H), 8,53 (r, J=5,8 I'n, 1H), 8,16 (c, 1H), 7,82 (c,
1H), 7,72 (m, J=9, 0 T'n, 1H), 7,52-7,41 (M, 2H), 7,41-7,31 (M, 1H), 7,27-7,19 (M, 1H), 7,18-7,08 (M, 1H), 5,68 (c,
2H), 4,93-4,69 (m, 2H), 4,51-4,37 (m, 1H), 4,33 (z, J=5,7 I'u, 2H), 3,99 (c, 2H), 3,49-3,31 (M, 2H), 3,18 (c, 3H),
3,11-3,00 (m, 1H), 2,68 (c, 3H), 1,03-0,96 (M, 2H), 0,96-0,87 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,80 (mux TDK), -121,54;

MC (ES+) 599,6 (M+1); (ES-) 597,5 (M-1).
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Monyuenne  1-(2-((2-(3-x10p-2-PpTOPOESH3UTAMHHO)-2-0KCOITHIT ) (LIUKIIOMPOIIHII)aMUHO )-2-0KCOITHIT )-6-
(mmanometokcH)- 1 H-uanazon-3-kapookcamuma (301h).

Cramuss 1:  momydeHue  TpeT-OyTui-2-(6-(TpeT-OyTHIANMETHICHINIOKCH)-3-nom0- 1 H-unmazon-1-
nn)anerata (301b).

Peakmmst 6-(TpeT-0yTHIAMMETHIICHIINIOKCH)-3-noa0- 1 H-unnazona (301a) (36,2 MMob, CHIPO#, MOTydeH-
HBIA TI0 MeTOy, ipuBeneHHOMY Atobe, Masakazu et al.; B Bioorganic and Medicinal Chemistry Letters, 24(5),
1327-1333; 2014) ¢ tper-OyTmn-2-6pomanerarom (6,41 mi, 43,4 MMOJIB) 110 METOJMKE, TPUBEACHHOM IS CTa-
a1 cxembl 43, pmama mocie OOpaOOTKH PEAKIMOHHOW CMECH W OYHUCTKH TpeT-OyTmi-2-(6-(TpeT-
Oy THIIIMMETHIICHIMIIOKCH)-3-no0-1 H-unnaszon-1-um)anerar B Buae kopuuneBoit cmousl (301b) (17,25 1, uc-
MOJIH30BAJIM B TAKOM BHUjE Ha cienyromieit cragun). MC (ES+): 4894 (M +1).

Cranus 2: noxydeHue Tper-0yTmi-2-(6-ruapokcu-3-uono-1 H-unnazon-1-nn)aunerara (301c).

K pactBopy Tper-0yTHi-2-(6-(TpeT-0yTHIIMMETHIICHIMIIOKCH)-3-noa0-1 H-unnaszon-1-um)anerara (301d)
(17,68 t, ceipoii) B TT'® (200 mur), oxnaxneranomy a0 0°C, npubaswmm ¢propun terpadyrmiammonus (10,96 T,
39,8 MMOJIb) B TIEpEeMENTUBAINA TIPU KOMH. TEMII. B TedeHHe 6 4. PeakmoHHYI0 cCMech BBUIMIH B Jiea-Boga (300
M), 3KcTparupoBanu dtunamerarom (300, 200 mi). OO0beUHEHHBIE OpPraHUYECKHE YKCTPAKTHI TIPOMBIITH HACKI-
MICHHBIM BOJHBIM pacTBOpoM xjopuaa Hatpus (300 mur), cymmnu, GUiIbTPOBAIH U KOHIIEHTPHPOBAIN B BaKyy-
Me. ChIpoit MPOAYKT OYUIIAIN C TIOMOIIBIO (IIAII-KOJIOHOYHON XpoMmaTorpaduu [CHUIIMKareNb, dITIOUPYS CMECh
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rekcaHoB/EtOAc (ot 1:0 no 3:1)] ¢ momyuenuem tper-0yTii-2-(6-runpokcu-3-uono-1H-unnazon-1-nm)anerara
B BHUJIC )KenToro TBepaoro Bemiectra (301¢) (7,61 T, 56% 3a 4 cragun).

'H AMP (300 MI'u, JIMCO-dg) 8 9,94 (c, 1H), 7,21 (un, J=8.6, 0,7 T'u, 1H), 6,80-6,79 (m, 1H), 6,76 (ax,
J=8,6, 1,9 I'y, 1H), 5,13 (c, 2H), 1,41 (c, 9H); MS (ES+): 397,2 (M+Na).

Cramus 3: moydenue Tpet-0yTui-2-(3-mmano-6-ruapokcu- 1 H-uanazon-1-um)amerara (301d).

Cwmech TpeT-0yTrn-2-(6-runpokcu-3-uono-1 H-ungazon-1-mn)anerara (301¢) (3,1 r, 8,28 MMoup), aumnma-
mormmaka (1,07 1, 9,11 w™mmomb), Pdy(dba); (0,76 r, 0,83 w™Momp) wu kommiekca [1,1'-
ouc(audenmndochuno)dpeppoueH|auxnopnamiaguii(Il) ¢ nuxnopmeranom (Pd(dppf) Cl,-CH,Cl,) (0,68 r, 0,83
MMoutb) B JIM®A (35 mun) u Bogoii (3,5 mur) nepememuBanu nipu 80°C B TeueHue 3 4. PeakinoHHYIO0 cMech pas-
Gaswm strmaneraToM (200 mur), mpombiBanu Bogoi (80 M), Hackil. NaHCO; (60 MiT) 1 HACBIIIIEHHBIM BOJHBIM
pacTBOopoM xyopuaa Hatpus (50 M), cymwiy, GrIbTPOBaIN U KOHIICHTPUPOBAIN B Bakyyme. ChIpOd MPOIYKT
OYUINAIH C TIOMOIIBIO (DIAII-KOTOHOYHOH XpoMaTorpaduu [CUITHKArelb, JITOUPYS CMECh TEKCAHOB/3THIIAIICTAT
(ot 1:0 mo 3:1)] ¢ momyuyeHueM TpeT-OyTmi-2-(3-1ano-6-runpokcu- 1 H-uunas3omn-1-mn)anerata B BUIC KEITOTO
tBepaoro BemecTa (301d) (880 mr, 39%);

'"H IMP (300 MI'ii, IMCO-dg) 8 10,27 (¢, 1H), 7,69 (mn, J=8,7, 0,7 T, 1H), 7,00-6,98 (m, 1H), 6,96 (mu,
J=8,7,2,0 I'u, 1H), 5,34 (c, 2H), 1,41 (c, 9H); MS(ES+): 296,3 (M+Na).

Cranus 4: nomxydenue Tper-0yTmi-2-(3-kapoamonn-6-runpokcu-1 H-unnazon-1-nm)anerara (301e).

Cmechb Tper-0yTi-2-(3-umano-6-ruapokcu-1 H-unnaszon-1-mwn)anerara (301d) (858 mr, 3,14 mmoib), ame-
tata mamtagus (1) (71,9 mr, 0,31 mmomnb), Tpudenmidochuna (166 mr, 0,63 MMOJIb) U OKCHMAa aleTalbIeTHaa
(0,39 mu1, 6,28 MmMmoi) B aTanose (20 Mi1) ¥ BoIoH (5 MIT) KUIIATHIN B TedeHue 3 4. PeakImoHHyI0 cMech OXJia-
JIWTA 10 KOMH. TEMTI., pa30aBwin dTmnaneratoM (60 Mir), OTQMIETPOBAIN U KOHIICHTPUPOBAIH B Bakyyme. ChI-
POY TPOAYKT OYMIIATN C TOMOIIBIO (PIIAII-KOJIOHOYHON XpoMaTorpaduil [CHIINKArelb, SIIOUPYS CMECh IeKca-
HoB/aTrnaneTatr (ot 1:0 mo 0:1)] ¢ momyuenuem TpeT-OyTHI-2-(3-KapOamoni-6-ruapokcu-1 H-uagazon-1-
mimareraTa B Buze 6emoro TBepaoro BemecTsa (301e) (749 mr, 82%). MC (ES-): 290,3 (M-1).

Cranus 5: noixydenue Tper-0yTmi-2-(3-kapoamon-6-(nuanomeTokcn)- 1 H-unnason-1-um)anerara (301f).

Cycrnien3uto  Tpet-0yTmi-2-(3-kapoamonin-6-ruapokcu-1 H-unnazon-1-nn)anerara (30le) (100 mr, 0,34
MMmoIib) B IMDA (5 mur) obpaboTanu kapooHatoMm kanus (96 mr, 0,69 mmors) u 2-6pomaneronutpu (0,025 mur,
0,34 MMOJTB) € TTOCTICIYFOIUM TIEPEMEIITMBAHUEM TP KOMH. TEMIL. B TeueHue 13 4. PeakImoHHyIO cMech pa3oa-
BuH dtrnareraroM (100 mir), mpombiBamy Boo# (2x50 MIT), HACKIIIIEHHBIM BOJHBIM PACTBOPOM XJIOpHIA Ha-
tpust (50 mun), cymmin, (QWIBTPOBANIM M KOHICHTPUPOBAJIM B BaKyyMe C IIOJIy4eHHEM Tper-OyTiia-2-(3-
kapOamomn-6-(1imanomerokcn)- 1 H-unaaszon-1-mn)anerata B Buge xkentoro tBepaoro Bemectsa (301f) (107 wmr,
WCTIONTb30BaJIM B TAKOM BHJIE Ha cienytomient ctagun). MS(ES+): 353,3 (M+Na).

Cramus 6: noyaenue 2-(3-kapbamonn-6-(mnanometokcn)- 1 H-uamgazon-1-mr)ykcycHoit kucnotsr (301g).

Peaxmust TpeT-OyTHi-2-(3-kap6amonin-6-(nmanomerokcn )- 1 H-uanazon-1-mm)anerara (301f) (0,113 r, 0,34
MMOJIb, CBIpOH) ¢ 2,2,2-TpudTopykcycHoit kuciortoi (0,264 mi, 3,43 MMOJB) TI0 METOAMKE, MTPUBEACHHOMN IS
CTaJIMM 2 CXEMBI 2, Jlaja 1mocyie o0paboTKu peakIMOHHONH CMECH U OYUCTKHU 2-(3-kapOamMomi-6-(IIHaHOMETOKCH )-
1H-unna3on-1-nn)ykcycHyro KucioTy (301g), KOTOPYIO HCTIOIH30BAIN B TAKOM BHUJIE HA CICTYIOIICH CTaIHH.

Cragus 7: mnonyuenue 1-(2-((2-(3-xmop-2-hTopOeH3MIAMUHO)-2-0KCOA T )( IUKIOMPOIIHI )aMUHO )-2-
OKCO3THI)-6-(tmanoMeTokcH)- 1 H-unnason-3-kap6okcamuna (301h).

Peakmus 2-(3-kap6amonn-6-(nuanometokcu)- 1 H-unnazon- 1-mn)ykcycroit kucnotst (301g) (0,094 r, 0,34
MMOJIB, cbipast) ¢ N-(3-xmnop-2-dpropoensuin)-2-(1mknonponunamuso)aneramMuaoM (0,11 1, 0,41 mmois) (10b) mo
METOJIMKE, TPUBEICHHON JUISl CTaJiH 3 CXeMBbI 2, fana nocie o0paboTKH peakIMOHHOW CMECH U OYMCTKH KOJIO-
HOYHOU (hdmI-xpomarorpadueil [cumukarens, aaroupys auxiaopMeran/meranon (ot 1:0 mo 19:1)] 1-(2-((2-(3-
XJIOP-2-PTOPOCSH3MITAMHUHO )-2-0KCOITHI ) (IIUKIIOTIPOTIFI ) aMHHO )-2-OKCOITHI)-6-(TIianoMeTokcH ) - | H-mamazou-
3-xkapbokcamup (301h) (44 mr, 25% 3a 3 cTagum) B BHIIE CBETIO-KOPHIHEBOT'O TBEPAOTO BEIICCTBRA;

'H SIMP (300 MI'u, IMCO-dq) & 8,54 (1, J=5,8 T'u, 1H), 8,10 (x, J=8,9 I'n, 1H), 7,72 (c, 1H), 7,52-7,33
(™, 2H), 7,29 (m, J=2,2 'y, 1H), 7,26-7,18 (M, 1H), 7,14-7,04 (m, 1H), 7,01 (zxm, J=8,9, 2,2 I'u, 1H), 5,60 (c, 2H),
5,20 (c, 2H), 4,34 (n, J=5,7 I'u, 2H), 4,00 (c, 2H), 3,13-2,98 (M, 1H), 1,06-0,84 (M, 4H);

PF MP (282 MI'u, IMCO-dg) & -121,56; MS(ES+): 513,5 u 515,5 (M+1); MC (ES-): 547.4 u 5494
(M+CI).
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Cxema 302
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[Monyuenne N-(3-ametmi-1-(2-((2-(3-xmop-2-hTopOeH3UTAMHUHO )-2 -OKCOITHII ) (MU30TIP OTIHIT ) -aMHHO )-2-
okcoatnn)- 1 H-uanazon-5-nmn)-3,3-numernndyranamusa (302d).

Cramus  1: momydenwme  3-ametwi-1-(2-((2-(3-xmop-2-pTopbeH3mmaMuHO)-2-0KCOITHIT ) (M30TIPOITHIT)-
aMUHO)-2-0kc03TrN)- | H-uanazon-5-kapoonnmnasuaa (302a).

Peaxmms 3-aumerun-1-(2-((2-(3-x10p-2-¢pTopOeH3MIAMIUHO )-2-0KCOITHI ) (M30POITHIT)aAMHHO ) -2 -OKCOITHII) -
1H-unnazon-5-kapboHoBoii kuciotsl (216a) (200 mr, 0,4 Mmons) ¢ mudenundpocpopasuaarom (0,088 mi, 0,4
MMOJIb) [0 METOJIUKE, TIPUBEACHHOMN I CTamuu 3 cxeMbl 129, nana mocie 00pabOTKU peaKIIMOHHOW CMECH ChI-
poit 3-anertui-1-(2-((2-(3-x10p-2-propOeH3HIaMIUHO )-2-0KCOITHIT ) (M30IPOITHIT )-aMHHO )-2-0Kc0o3THI )- 1 H-
MHJa301-5-kapoormnazng (302a), KOTOPHIH UCHONIB30BAIHM B TAKOM BHUJIE Ha CIEAYIOIICH CTaJuu.

Cragus 2: HOIy4YeHue TpeT-0yTHi-3-aueri-1-(2-((2-(3-x10p-2-propbeHsunamMnHo)-2-
OKCO3THIT)(M30TIPOITHIT)aMUHO )-2-0Kc03ThN )- | H-mHmazon-5-unkapoamar (302b).

Peaxmmst 3-ametwmin-1-(2-((2-(3-xmop-2-hTopOeH3NTAMITHO )-2-0KCOATHI) (M30TIPOTIFIT )aMHHO )-2-OKCOITHI) -
1H-unna3on-5-kap6onunasuz (302a) (210 mr, 0,4 mMoie) ¢ 2-meTmimpomnan-2-oyoM (0,23 M, 2,39 MMoIIb) 1O
METOJIMKE, PUBEJACHHON JIs cTaand 4 cxembl 129, nana mocie oOpaboTKH peakIMOHHONW CMECH M OYUCTKHU KO-
JIOHOYHOH (bmm-xpomarorpadueit TpeT-0yTHi-3-anerui- 1 -(2-((2-(3-xmop-2-pTopOoeH3MIaMUHO )-2 -
OKCOATHII ) (M30TIPOIIIII)aMHHO )-2-0Kkc0oaTrn)- | H-mrnazon-5-unkap6amar (302b) (20 mr, 9% 3a nBe cragum) B
BHJie OENIoro TBEPOro BEIIECTBA;

MC (ES+) 574,6, 575,6 (M+1); (ES-) 572,6 (M-1); 608,5, 610,5 (M+Cl).

Cragus 3: momyduenue 2-(3-amermi-5S-amunHo-1H-urnazon-1-mi)-N-(2-(3-x10p-2-¢hTopOeH3mmaMuHo)-2-
okcoaTin )-N-m3onponmnaneramunaa (302c).

Peakumst  Tper-Oytumi-3-anermin-1-(2-((2-(3-xmnop-2-¢pTopOeH3NITAMUHO) -2 -OKCOITHI)(M30TIPOIIHI )aMHHO )-
2-okcootin)-1H-nanazon-5-unkapbamara (302b) (18 wmr, 0,03 mMmoxnbp) ¢ 2,2,2-TpuTOPYKCYCHOW KHCIIOTOM
(0,193 ™M, 2,51 MMOJIBb) IO METOIUKE, TIPUBEACHHON JJIS CTAJMH 2 CXEMBI 2, aa 1mocjie 00paboTKH peaKIuoH-
HOW cMecu cwipoil 2-(3-ametmi-S-amuno- 1 H-unnazom-1-wmm)-N-(2-(3-x5op-2-p ropOeH3nmaMmuHoO )-2-0KCOITHI) -
N-m3omnpormnaneramus (302¢), KOTOPHIN HCIIOJIE30BAIA B TAKOM BHJIC Ha CIIEAYIONIEH CTaINN.

Cramus 4: monyuenne N-(3-ametni-1-(2-((2-(3-xmmop-2-GpTOopOeH3MIAMUHO)-2-0KCOITHIN ) (M30TIPOITHI)-
aMUHO)-2-0kc03TrN)- | H-uanazon-5-un)-3,3-numernnodyranamuna (302d).

Peakmms  2-(3-anermn-5-amuno-1H-unnazon-1-mm)-N-(2-(3-xmop-2-¢pTopOeH3MITaMIHO ))-2-0KCOITHIT)-N-
u3onpommwianeramuaa (302c) (14,69 mr, 0,031 mmons) ¢ 3,3-muMeTwiOyTaHOBOM Kuciotoit (6,04 mxi, 0,047
MMOJIb) 110 METOJIUKE, IPUBEICHHON IS CTa UK 3 CXEMBI 2, ajia rnocjie 00paboTKN peakIMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH (udII-xpoMaTorpadueii [cumkarens, amoupyst cMech rekcanos/10% MeTaHoI B STHIIALETaTe
(or 1:0 mo 1:1)] N-(3-amermin-1-(2-((2-(3-x10p-2-hTOpOESH3NIAMUHO)-2-0KCOITHI)(M30TIPOIIIIT)aMHHO)-2-
okcoaTin)- 1 H-unnazon-5-mn)-3,3-mumermnoyranamun (302d) (11 mr, 62% 3a ABe cTagwm) B BHUAC CBETIIO-
JKEJITOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MT', IMCO-dg) & 9,97 (c, 1H), 8,83 (1, J=5,7 ') u 8,35 (1, J=5,8 T'm) (21, 1H), 8,56-8,48
(M, 1H), 7,72-6,89 (M, SH), 5,65 u 5,49 (2¢c, 2H), 4,64-4,49 u 4,30-4,18 (2m, 1H), 4,47 (n, J=5,5 T'm) u 4,32 (m,
J=5,8 T'm) (2, 2H), 4,17 u 3,84 (2¢c, 2H), 2,59 (c, 3H), 2,21 u 1,99 (2¢c, 2H), 1,24 (g, J=6,3 T'm) u 0,99 (7, J=6,8
I'm) (21, 6H), 1,04 u 1,04 (2¢, 9H);

PF SIMP (282 MI'n, IMCO-de) & -121,22, -121,75;

MC (ES+): 572,7 (M+1).

Cxema 303
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okcoaTin)- 1 H-unmon-5-mn)-3,3-mumermnoyranamua (303a).

Peaxius 2-(3-auernn-5-amuno- 1 H-unnon-1-wmm)-N-(2-(3-x10p-2-propOeH3nmaMmuHo ) -2 -0kcoaTHI)-N-
nukonponmianeTamuna (286a) (14,36 mr, 0,031 mmois) ¢ 3,3-auMeTnnOyTaHoBoi kucimoToi (5,95 Mk, 0,046
MMOJIb) TI0O METOMKE, IPUBEIACHHOMN I CTAIWH 3 CXEMBI 2, naa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH (umII-XpoMaTorpaduert [CHIiKarenb, SII0Upys cMech rekcanoB/10% mMeTaHo B 3THIIAIIETaTe
(ot 1:0 mo 1:2)] N-(3-ametmi-1-(2-((2-(3-x710p-2-PTOPOCHIMITAMHUHO )-2-0KCOITHI ) (IIUKIIOTIPOTIHII )aMHUHO )-2 -
okcoaTwn)- | H-uamon-5-um)-3,3-qumerunoyranamuy (303a) (11 mr, 63%) B Buze 6emoro TBEpIOro BEIIECTRa;

'H SIMP (300 MI'u, IMCO-dg) 8 9,78 (c, 1H), 8,48 (1, J=5,8 T'u, 1H), 8,36 (1, J=2,0 I'n, 1H), 8,23 (c, 1H),
7,53 (am, J=8,9, 2,1 I'u, 1H), 7,45 (tm, J=7,6, 1,7 I'u, 1H), 7,34 (7, J=8,8 I'u, 1H), 7,26-7,19 (m, 1H), 7,14-7,06
(M, 1H), 5,40 (c, 2H), 4,34 (m, J=5,7 ', 2H), 3,99 (c, 2H), 3,14-2,99 (m, 1H), 2,41 (c, 3H), 2,19 (c, 2H), 1,03 (c,
9H), 1,00-0,87 (m, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,63;

MC (ES+): 591,6 (M+Na).

CxeMa 304
N Y O F
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2862 HaC 304a
[Honyuenue 2-(3-anetmi-5-(2-muknonponuianetamuno )- | H-uagon-1-mm)-N-(2-(3-xmop-2-
(hropOeH3nITaMruHO)-2-0kco3TI)-N-TIHKIIonponmwianeTaMua (304a).
Peaxuust 2-(3-anermn-5-amuno- 1 H-uagomn-1-mm)-N-(2-(3-xmmop-2-pTopOeH3MIAMIHO )-2-0KCOATHI )-N-

muKonponumianetamuaa (286a) (14,36 mr, 0,031 MMoIB) ¢ 2-IHUKIONPONUIYKCYCHONH KUCIOTOH (4,34 MK,
0,046 MMOITB) TIO METOIMKE, PUBEICHHON ISl CTaAMU 3 cXeMBI 2, ana 1mocie o0padOTKH peakInOHHOM cMecH
M OYHCTKH KOJIOHOYHOW (umII-XpoMaTorpaduerl [cruinmkarens, moupys cMech rekcanos/10% MeTaHoN B 3THII-
aretare (ot 1:0 mo 1:2)] 2-(3-ametmn-5-(2-nukmonponuianeramuio)- 1 H-urmoin-1-nm)-N-(2-(3-xmop-2-
(ropben3nTaMuHO)-2-okco3Tin)-N-muxonpornmianeramun (304a) (11 mr, 65%) B Buae Gemoro TBEpIOTO Be-
IIeCTBA;

'H IMP (300 MI'u, IMCO-dg) 8 9,80 (c, 1H), 8,47 (1, J=5,9 T'u, 1H), 8,36 (1, J=2,0 I'n, 1H), 8,23 (c, 1H),
7,55 (am, J=8,9, 2,1 I'u, 1H), 7,46 (tm, J=7,6, 1,7 I'u, 1H), 7,36 (m, J=8,9 I'u, 1H), 7,27-7,19 (m, 1H), 7,14-7,06
(M, 1H), 5,40 (c, 2H), 4,34 (m, J=5,8 'y, 2H), 3,99 (c, 2H), 3,15-3,00 (M, 1H), 2,41 (c, 3H), 2,20 (7, J=7,0 I'm,
2H), 1,33-0,81 (M, 5H), 0,55-0,40 (m, 2H), 0,29-0,14 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 553,6 (M+1); MC (ES-): 551,4 n 553,6 (M-1).

Cxema 305
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[Honyuenue (R)-5-(3-amunOTIIHTICpHAKH- | -KapOoKcaMuo)-1-(2-((2-(3-xmop-2-propoeH3mnamMuHo)-2 -

OKCO3THII) (LIMKIIOIPOITHIT)aMHHO))-2-0KcoaTHI)- | H-unazon-3-kapookcamuna (305a).

K pactBopy (R)-5-(3-amuHOnumnepuans-1-kapookcamuno)-1-(2-((2-(3-xmop-2-propbeH3nnammno)-2-
OKCOATHI ) (IIUKJIOTIPOIIHII)aMHIHO )-2-0Kkc0odTH ) - | H-urna3on-3-kapookcamuna (299a) (40 mr, 0,067 mmons) B
MeOH (15 mi) npu6asmm HCI (3N 8 MeOH) (0,19 mu, 0,57 MMoIIb) 1 IepeMeIIMBaId P KOMHATHOM TemIIe-
parype B TedeHHe HOYH. PeaknmoHHYI0 cMech KOHIICHTPHPOBAIHN B BaKyyMe W IOJydCHHBIH OCTATOK OYHINAIH
(mm-xpomarorpadueii [cmmkarens (12 1), smoupys ot 0 1o 40% DMA-80 B JIXM] u npenaparuBHoit BOXKX
[C,s xomonKa, amioupyst CH3;CN B Boge ot 0-100%]. O6penunennsie dpakunu HefitpannzoBamu NaHCO; (Ha-
ceil.) ¢ momydeHueMm (R)-5-(3-amunonmmepuanH-1-kapookcamumo)-1-(2-((2-(3-xmop-2-propdbeH3nnamMuHo)-2-
OKCOATHI) (IIUKJIOTIPOITHI )JaMHHO )-2-0KcodTwin) - | H-mana3on-3-xap6okcamuna (305a) (40 mr, Bexon 93%) B BH-
zie 6erroro TBEpJO0To BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,57 (c, 1H), 8,50 (t, J=5,9 T', 1H), 8,16 (1, J=2,0, 0,8 'y, 1H), 7,62
(c, 1H), 7,58-7,42 (m, 3H), 7,31 (c, 1H), 7,26-7,18 (m, 1H), 7,17-7,10 (m, 1H), 5,60 (c, 2H), 4,33 (x, J=5,7 I'L,
2H), 4,05-3,90 (m, 4H), 3,10-2,97 (m, 1H), 2,85-2,69 (M, 1H), 2,67-2,45 (M, 2H), 1,89-1,78 (m, 1H), 1,72-1,58
(m, 1H), 1,48-1,32 (m, 1H), 1,25-1,11 (M, 1H), 1,03-0,95 (M, 2H), 0,95-0,85 (M, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,43 (mux TPK), -121,60;

MC (ES+): 599,7 (M+1); (ES-): 597,6 (M-1).
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Cxema 306
N\)J\ /@\ /\BF3K
D‘W wﬁr \)L
=N Pd(PPh3)4 =N
HN 282d KeCOs N 306a

[¢]

Iomyuyenne 1 -(2—(uHKnonpoan(Z—(2-(1)T0p-3—BI/IHI/IJI(I)eHI/maMI/IHO)-Z—OKcoaTI/m)aMI/IHO)-2-0KC03TI/IJ1)- 1H-
uHaa30I-3-kapookcamuy (306a).

Peaxtmst 1-(2-((2-(3-6pom-2-dTopheHnITaMIHO )-2-0KCOITHII ) (IIUKJIOTPOITHIT )aMHAHO )-2-0Kc03TH )- 1 H-
nHAa3o0i-3-kapbokcamuaa (282d) (0,3 r, 0,61 Mmmoinp) ¢ BuHmIGTOpOOpaToM Kanwmst (0,17 r, 1,23 MMoms) 1o Me-
TOJMKE, MPUBEACHHON Ha cxeMe 78, manma mocie 00paboTKH peaKIIMOHHOW CMECH U OYUCTKU KOJIOHOYHOU (IIdIII-
xpomarorpadueii [cunmkarens 12 1, amoupys ot 0 1o 20% DMA-80 B AXM] 1-(2-(mmuxmonpormn(2-(2-dTop-3-
BUHIII()EHIIAMITHO )-2-0KCOATHI)aMUHO )-2-0Kkco3TiN)- | H-manazon-3-kapdoxcamuz (306a) (0,21 r, Beixox 78%)
B BHJIe OEJIOro TBEPIOTO BEIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 9,86 (c, 1H), 8,18 (x, J=8,1 I'm, 1H), 7,89-7,31 (m, 6H), 7,31-7,21 (M,
1H), 7,17-7,06 (m, 1H), 6,84 (nx, J=17,7, 11,2 T'ny, 1H), 5,92 (nn, J=17,7, 1,2 Ty, 1H), 5,70 (c, 2H), 5,44 (ax,
J=11,2, 1,2 Ty, 1H), 4,21 (c, 2H), 3,19-3,05 (M, 1H), 1,07-1,00 (M, 2H), 0,99-0,92 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -131,22;

MC (ES+): 436,5 (M+1), 458,5 (M+Na), MC (ES-): 434,5 (M-1).

Cxema 307

i o §
HN i o) F
N\)J\
N N N Cl
=N /\([)r H N \)LN
F NaBHscN =N O

"% 307a
267¢
IMomyuenue 5 -(6I/IC(HI/IKJ'IOHpOHI/IHMeTI/IH)aMI/IHO)— 1-(2-((2-(3-x10p-2-PpTOpOEH3NTAMUHO)-2 -
OKCOATHI ) (IIUKJIOTIPOIIMII )aMHIHO )-2-0kc0od TN ) - | H-mHma3omn-3-kapookcamu (307a).
Peaxmus 5-amuHO-1-(2-((2-(3-x710p-2-PTOPOESHIMIAMHHO )-2-0KCOITHIT ) (LIUKIJIOTPOIINII ) aMUHO )-2 -

okcoaTin)- 1 H-unnazon-3-kapookcamuna (267¢) (0,08 r, 0,17 Mmois) ¢ nuknonpomnankapoansaeruaom (0,036 T,
0,51 MMoOTIB) 1O METOIMKE, IPUBEICHHON Ha cxeMe 276, nana mocyie 00padoTKH PEaKIIMOHHONH CMECH U OYUCTKH
KOJIOHOYHOW (ummI-xpoMaTorpadueit [cmmmkarens (24 1), smoupys ot 0 mo 40% DMA-80 B AXM] 5-
(6uc(IUKIOTIPOTTHIMETHIT)aMUHO )- 1 -(2-((2-(3-X710p-2 - TOPOCH3IMITAMUHO ) -2 -0KCOATHII ) (IIUKJIOTIPOTIHIT )aMHHO ) -
2-oxcoatnn)- 1 H-urnazon-3-xkap6oxcamua (307a) (0,045 t, Beixon 46%) B Bue 0€I0TO TBEPIOTO BEIIECTRA,;

'H IMP (300 MT', IMCO-de) & 8,50 (1, J=5,9 I'u, 1H), 7,52 (c, 1H), 7,50-7,40 (M, 3H), 7,27-7,18 (M,
2H), 7,18-7,07 (m, 2H), 5,57 (¢, 2H), 4,33 (n, J=5, 7 I'y, 2H), 3,98 (¢, 2H), 3,27 (1, J=6,3 I'y, 4H), 3,11-2,98 (M,
1H), 1,15-0,82 (M, 6H), 0,54-0,35 (m, 4H), 0,30-0,13 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 581,6 M+1), MC (ES-): 615,5 (M+Cl).

Cxema 308
Et0 &9
i e ey
anthpnog
S I N | C8;C0; # % _cHy LioH
Br KzC.Os oY ——= HN _—
0 Hw{) Nl\ 3
308a 208b { &N
308¢
\Q\ N V Q F
“8 N N AL ¢l
Hh H
\ e N
N o N HATLU!, DIFEA o -
e
303:1% AMDA CH;

[Monyuenne 2-(3-anetun-5-(mupumMuauH-S-miamMuHo)- 1 H-muppoio[2,3-c Jnupuana- 1 -uim)-N-(2-((3-xm0p-2-
(hropOeH3MIT)aMHUHO )-2-0Kcod3THI )-N-TTuKIonponmianetamuaa (308e).

Cramus 1: momydenne >Tmi-2-(3-anetmi-5-6pom- 1 H-muppoiro[2,3-c Jmupuaus- 1 -mm)anerara (308b).

Peaxmmst 1-(5-6pom-1H-mmuppoio[2,3-c|mupuana-3-un)stanona (308a) (1,2 r, 5,02 MMoIb, MOJYIEHHOTO
no meroauke, onucanHoi Hynd, George et al. B mesxxnynapoanoit myonukammu PCT 2014174021, 30 okrs0ps
2014) ¢ satunopomanerarom (1,12 mm, 10,04 Mmmons), kapbonatom kanus (1,39 T, 10,04 MMOITB) B alleTOHUTpHIIC
(40 mu1) Mo MertoaMKe, MPUBEINCHHOM Ut cTaguu 1 cxembl 56, nanma mocine o0pabOTKM PEeakIMOHHOW CMECH U
OYMCTKH KOJIOHOYHOW ¢iani-xpomarorpadueii [cummukarens 24 v, DMASO B IXM ot 0 mo 30% B kadectBe
9MoeHToB] 3TI-2-(3-anerun-5-6pom-1H-muppono[2,3-clnupuaun-1-nmanerar (308b) (0,85 r, Beixox 52%) B
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BHUJIE CBETJIO-OPAH)KEBOTI'O TBEPJIOTO BELIECTBA;

'H SIMP (300 MI';, IMCO-dg) & 8,79 (z, J=1,0 'y, 1H), 8,58 (c, 1H), 8,18 (11, J=0,9 I'ny, 1H), 5,36 (c, 2H),
4,19 (x, J=7,1 I'u, 2H), 2,46 (c, 3H), 1,23 (T, J=7,1 I'u, 3H);

MC (ES+) 325,3, 327,3 (M+1), 347,3, 349,3 (M+Na), MC (ES-) 359,2, 361,2 (M+Cl).

Cramuss  2: momydeHue OTHI-2-(3-aneTwi-S-(mupuMuInH-5-mraMuHo)- 1 H-mmuppono[2,3-c|mupuaun-1-
nn)anerata (308c).

Coenunenrie 308c momydanu u3 ITHI-2-(3-anetmin-5-0pom-1H-mupporno[2,3-cJmupuann-1-um)amerarta
(308b) (0,2 T, 0,62 Mmoab) M TUpuMuIUH-5-amuHa (0,088 T, 0,92 MMOINB), HcTONB3ysT TU-TpeT-OyTII(2',4',6'-
Tpum3onponmtondermn-2-un)pochun (0,052 r, 0,12 mmons), kapbonar kamus (0,17 r, 1,23 mmons), Pd,(dba),
(0,056 T, 0,062 MMOITB) TIO METOIMKE, TIPUBEICHHON U cTaauu 1 cxembl 97. DTo nmano mociie 00paboTKH peak-
IIMOHHOW CMECH M OYHMCTKH 00pamieHHo-(pazHoi xpomarorpadueit [C18 60 r, aneronntpunanetronutpui B 0,1%
TOK B Boge or 0 mo 70% B KkadecTBe OIIOEHTOB] ATUI-2-(3-ameTui-5-(mupuMuAnH-S-unamMuHo)-1H-
mupposo[2,3-cmupuau- 1 -um)anerar (308c) (0,02 T, Berxon 10%) B Buie 0e0oro TBEpOTO BEIISCTBA C METa-
JIMYECKUM OTTCHKOM;

'H SIMP (300 MI'ti, MeOH-d,) & 9,12 (c, 2H), 8,59 (c, 1H), 8,50 (x, J=1,1 'y, 1H), 8,31 (c, 1H), 7,72 (x,
J=1,1Tu, 1H), 5,20 (c, 2H), 4,27 (x, J=7,1 T'y, 2H), 2,52 (¢, 3H), 1,30 (T, J=7,1 'y, 4H).

Cragus 3: IOJIy4YCHHUE 2-(3-anetnn-5-(mupuMuARH-5-nnamuHo )- 1 H-nuppono[2,3-cmmpuann-1-
nn)ykcycHor kuciotsr (308d).

Coenunenrie  (308d) momywamm w3 9tna-2-(3-aneTun-5-(mupuMuanH-S-unamMuHo )- 1 H-muppoio[2,3-
c|mupuaus-1-um)anerara (308c) (0,02 r, 0,059 mmons), ucnonn3ys pacrsop LiOH (2,82 mr, 0,118 mmomns) B
Boze (0,3 mi) u TT'® (2 M) Mo MeToauKe, MPUBEACHHON Ha cxeMe 129 craamm-2. D10 gayno mocie oopaboTKu
peaknuoHHOH cMmecu  2-(3-aneTmi-5-(mupuMuInH-5-unaMuHO)- 1 H-uppono[ 2,3 -c[mupunnH- 1 -un) yKCy CHY o
kucioty (308d) (0,02 1, 0,059 mmomns, Bexon 100%) B Bume 6emoro TBEpAOro BEIIECTBA;

'H SIMP (300 MT';, Meranon-d,) & 9,06 (c, 2H), 9,01 (c, 1H), 8,86 (c, 1H), 8,76 (c, 1H), 8,14 (c, 1H), 5,30
(c, 2H), 2,56 (c, 3H);

MC (ES+) 312,3 (M+1), MC (ES-) 310,3 (M-1).

Cramust 4: nonydyenne 2-(3-aneTwi-S-(mupuMHUINH-5-uaaMuHo)- 1 H-mpposo(2,3-c]nupunus- 1 -um)-N-(2-
((3-x710p-2-PpropOensm)amuno)-2-okcorTri)-N-nukinonponuianeramuia (308e).

Peakmus  2-(3-ametwi-5-(mupuMuanH-5-miaMuHo )- 1 H-mupporo[2,3-c|nupuaus- 1 -1 yKCyCHOM  KUCITOTHI
(308d) (0,02 r, 0,064 mmonb) ¢ N-(3-x0p-2-hTopOeH3M)-2-(HUKIoIponIIaMiHO JateTamunoMm (10b) (0,016 T,
0,064 MMOIIB) TIO METOAMKE, TIPUBEICHHON JJIST CTAANK 3 CXEMBI 2, naia mocjiae oOpaboTKH PeakIMOHHON CMecH
W OYHCTKHU KOJOHOYHOI Xxpomatorpacdueit [cumukarens 4 1, DMA-80 8 IXM ot 0 mo 40% B kadecTBe 3IIIOCH-
TOB] 2-(3-ameTnn-5-(mupuMuInH-S-uiaMuHo )- 1 H-muppoio| 2,3 -c Jrupuawa- 1 -uim)-N-(2-(3-xmop-2-
(ropben3nTaMuHO)-2-okco3Tin)-N-muxonpomnmianeramun (308e) (0,008 r, Berxon 23%) B Buzae Oenoro TBep-
JIOTO BEIIECTBA;

'H SIMP (300 MT', IMCO-de) & 9,35 (c, 1H), 9,10 (c, 2H), 8,62 (c, 1H), 8,53 (1, J=1,0 T'u, 1H), 8,48 (t,
J=5,8 'y, 1H), 8,41 (c, 1H), 7,68 (&, J=1,0 I'u, 1H), 7,47-7,38 (M, 1H), 7,23 (1, J=7,1 T'n, 1H), 7,13-7,04 (M, 1H),
5,50 (¢, 2H), 4,35 (1, J=5,7 I'y, 2H), 4,00 (c, 2H), 3,16-3,03 (M, 1H), 2,43 (c, 3H), 1,06-0,95 (m, 2H), 0,98-0,86
(v, 2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,60;

MC (ES+): 550,5 (M+1); MC (ES-): 584,5 (M+Cl).

Cxema 309

HO
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H

Monyuenne HCl comn 2-(3-ametnn-5-(3-metun-3-(1-meTmmunepunun-4-un)ypenno)- 1 H-uagazon-1-mm)-
N-(2-(3-x50p-2-propdeH3miaMuHo)-2-0kco3Thd )-N-1rKinonponuianeramMuaa (309a).

Peaxrmst 3-ametni-1-(2-((2-(3-xmop-2-propOeH3nIaAMIHO )-2 -OKCOI T ) (ITUKIOTTPOIIHI ) AMHUHO )-2-
okco3Tmn)- 1 H-uanazon-5-kapoonoBoit kuciotsr (228a) (0,93 r, 1,85 mmons) ¢ audenmidochopazumarom (0,41
mi, 1,85 MmMmons), 3atem ¢ N, 1-numermnnunepuaua-4-amuaom (0,29 r, 2,22 MMOJIB) IO METOAUKE, IPUBEACHHON
JUTSL cTanuu 3 U cTagun-4 cxemsl 129, mana mocie o0pabOTKH PEaKIIMOHHON CMECH M OYHCTKH KOJIOHOYHOM XPO-
marorpadueit [crmmkarens (12 1), samroupyst DMASO B IXM ot 0 no 40%] u 3aTtem oOparieHHO-(ha3HOH npemna-
patuBHOI KojoHO4YHOW xpomatorpadueii [C18 komoHka, amronpyst MeOH B Bone (conepxkarueit 0,1% TOK) ot
0 mo 100%], ¢ mociexyrommm npespamienueM B coab HCI, ucnonszyst HC1 (3 N HCI B MeOH, 10 mur) B meta-
Houe (10 mi) conp HCI 2-(3-anetni-5-(3-metmin-3-(1-merunnunepunni-4-un)ypeuno)-1 H-unnazon-1-um)-N-(2-
(3-x10p-2-¢pTOpOeH3nITaMuHO)-2-0kco3TI)-N-1uKronponmianeTamuaa (309a) (240 mr, Beixon 20%) B BHIE
JKEJITOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'ti, IMCO-dg) & 10,82 (c, 1H), 8,66-8,49 (M, 2H), 8,27 (r, J=1,3 I', 1H), 7,60 (n, J=1,4
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', 2H), 7,51-7,39 (m, 1H), 7,27-7,19 (M, 1H), 7,18-7,05 (M, 1H), 5,71 (c, 2H), 4,42-4,26 (m, 3H), 3,99 (c, 2H),
3,47-3,35 (m, 2H), 3,19-3,00 (M, 3H), 2,86 (c, 3H), 2,71 (n, J=4,7 I'n, 3H), 2,59 (c, 3H), 2,26-2,04 (M, 2H), 1,83-
1,66 (m, 2H), 1,09-0,96 (m, 2H), 0,97-0,83 (m, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,64;

MC (ES+): 626,7 (M+1); (ES-): 624,6 (M-1).

Cxema 310
H
N; ‘?7 N \ N F
" - N
N Cl
N— N N
s o~y S A H“fj
E TEA HN
H,N cl 0
0 2353 310a

Monyuernne HCl comu (R)-1-(2-((2-(3-x5m0p-2-GpTOpOeH3MIAMUHO)-2-0KCOITHN ) (IIAKIOTIPOTIFII ) aMIHO )-2-
0KC03THN)-5-(3-MeTni-3-(1-MeTnmuppoauus-3-uin)ypenno)- | H-unnazon-3-kapbokcamua (310a).

Peaxius 3-kapbamon-1-(2-((2-(3-xmop-2-hTopOEH3NITAMUHO) -2 -OKCOITHI ) (LU KIIOTIPOIIHIT ) -aMUHO ) -2 -
okcoaTin)- 1 H-unnazon-5-kapoonunasuaa (235a) (500 mr, 0,47 mmonbe) ¢ (R)-N,1-auMeTHnnupponuana-3-
amuaOoM (98 wmr, 0,85 MMomB) MO METOAMKE, MPUBEIACHHOW IS cTagnu 4 cxeMbl 129, mama mocine o0paboTKU
peaKkuMoHHOM cMecH, 0UNCTKH Xpomarorpaduei [crmmmkarens (40 1), amoupys DMASO B JIXM ot 0 no 40%]; ¢
nocyeayromei ouncTkor [cumkarens (24 1), amoupys EtOAc/MeOH(9:1) B rekcane ot 0 mo 90%], 3atem
npen-BOXX [C18 komonka, 5 mabseknmii, amoupyst CH;CN B Boge (comepxameit 0,1% TDK) ot 0-100%]; ¢
nocneaytomuM npespamenuem B conb HCl HCI (3 N 8 MeOH, 10 mi) B metanoste (10 mur) HCI coms (R)-1-(2-
((2-(3-x10p-2-hTOPOCHIMITAMHUHO )-2-0KCOITHI ) (LIUKJIOTPOTTHIT )aMHUHO )-2-0KCO3THI)-5-(3-MeTmin-3-(1-
METHITHPPOIUANH-3 1) ypenno)- 1 H-uanazon-3-kapbokcamuna (310a) (112 mr, Beixon 036%) B Bume 6exoro
TBEPJIOTO BEIIECTBA.

'H SIMP (300 MI', JIMCO-de) & 10,90-10,56 (m, 1H), 8,67-8,49 (m, 2H), 8,20 (r, J=1,4 I'u, 1H), 7,71-
7,60 (M, 1H), 7,59-7,52 (M, 2H), 7,48-7,40 (m, 1H), 7,37-7,29 (m, 1H), 7,28-7,19 (M, 1H), 7,17-7,08 (M, 1H), 5,63
(c, 2H), 5,05-4,89 (M, 1H), 4,33 (1, J=5,6 ', 2H), 3,98 (c, 2H), 3,69-3,41 (M, 2H), 3,31-3,15 (M, 1H), 3,12-2,94
(M, 5H), 2,84 (0, J=4,8 T'm) u 2,78 (&, J=4,9 I'n) (21, 3H), 2,33-1,96 (m, 2H), 1,07-0,96 (M, 2H), 0,95-0,79 (M,
2H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 613,6 (M+1).

Cxema 311
BocHN HoN ;
; H Y o F C\ N Y ? i
N N N\)I\ Cl
N N cl
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HoN 5 294a 7 N 311a

[Honyuenue TOK coyn (S)-5-(3-amuHOTIMIICpUAKH- | -KapOokcaMuo)-1-(2-((2-(3-xmop-2-
(hTopOEH3MITAMIUHO )-2-0KCOITII ) (IUKIOMPOIIHI )aMUHO )-2-0kc03Tun )- | H-nanazon-3-kapbokcamuna (311a).

Peaxmmst (S)-tpet-6yTnin-1-(3-xkapbamomn-1-(2-((2-(3-xmop-2-hTopOCHINITAMHHO )-2 -
OKCOITHI ) (IUKITIOTIPOIIHI ) aMHHO )-2-0KCcOodTHI )- | H-uHma30n-5-unkapoamonn ) munepuanH-3-uinkapbamara (294a)
(185 wmr, 0,27 mmons) ¢ TOK (0,41 mi, 5,29 MMOJIb) IO METOIMKE, TIPUBEACHHOHN IS CTAUHN 2 CXEMBI 2, TTOCIe
00paboOTKN pEeaknMOHHOW CMECH M OYMCTKHM KOJOHOYHOW Xpomarorpadueil [cumukarenb (12 1), smoupys
DMAS8O0 B IXM ot 0 mo 40%], 3atem npen-BOXKX [C18 xomonka, smoupyst CH3;CN B Boze (comepxarueit 0,1%
TOK) or 0-100%] c mnocnenyromeit muodpmwmsanueii maxa TOK comp (S)-5-(3-ammuuommmnepuans-1-
kapOokcamuno)-1-(2-((2-(3-xmop-2-PpTopOeH3UITAMHIHO )-2-0KCOATHI ) (IIUKJIOPOITHII )aMIHO ) -2-0Kcod T )- | H-
uHaa30i-3-kapookcamuaa (311a) (112 mr, Berxox 59%) B Buje 6eI0ro TBEPAOTO BEIIECTBA;

'H SIMP (300 MI', JIMCO-dq) & 8,73 (c, 1H), 8,52 (t, J=5,8 ', 1H), 8,20 (t, J=1,3 T', 1H), 8,06-7,89
(M, 3H), 7,65 (c, 1H), 7,57-7,51 (m, 2H), 7,46 (tn, J=7,6, 1,8 T'u, 1H), 7,31 (¢, 1H), 7,27-7,19 (M, 1H), 7,18-7,09
(M, 1H), 5,61 (c, 2H), 4,33 (&, J=5,7 I'n, 2H), 4,10-4,03 (M, 1H), 3,98 (c, 2H), 3,84-3,72 (M, 1H), 3,24-3,12 (M,
2H), 3,11-3,00 (M, 2H), 2,05-1,91 (M, 1H), 1,82-1,69 (M, 1H), 1,60-1,43 (M, 2H), 1,04-0,95 (M, 2H), 0,95-0,85
(v, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -73,79 (max TPK), -121,60;

MC (ES+): 599,5 (M+1); (ES-): 597,5 (M-1).

Cxema 312
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[oxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIMKIIONPOITHIT)AMHUHO )-2-OKCOITHIT )-5-
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((muxnorexcunmetwin)amuHo)- 1 H-uanazon-3-kapookcamuna (312a).

Peaxius 5-amuHO-1-(2-((2-(3-x710p-2-PTOPOESHIMIAMHUHO )-2-0KCOITHIT ) (LIUKIJIOTPOTINII ) aMUHO )-2 -
okcoatmn)- 1 H-uanazon-3-kapookcamuna (267¢) (0,1 r, 0,21 mmomns) ¢ mukiorekcankapoanpaeruaom (0,036 T,
0,32 MMOTIB) IO METOIMKE, IPUBEICHHON Ha cxeme 276, nana mocyie 00padoTKH PEaKIIMOHHONH CMECH M OYUCTKH
KOJIOHOYHOM (am-xpomaTorpadueit [cmmukarens (12 r), amonpys ot 0 go 30% DMA-80 B IXM] 1-(2-((2-(3-
XJI0P-2-PTOPOCSH3MITAMHUHO )-2-0KCOITHI ) (IIAKIIOTIPOIIHI ) aAMHHO )-2 -OKCOITHII) -5 -(IIUKJIOT €KCHIIME THITAMHHO )-

1 H-unna3on-3-kap6okcamun (312a) (0,018 r, Berxon 15%) B BuIe 0e10Tr0 TBEPIOTO BEIIECTRA,

'H SIMP (300 MI'u, IMCO-de) & 8,49 (1, J=5,8 T, 1H), 7,55-7,40 (m, 2H), 7,34 (1, J=8,9 'u, 1H), 7,29-
7,01 (m, 5H), 6,97-6,83 (M, 1H), 5,53 (c, 2H), 4,33 (n, J=5,7 ', 2H), 3,97 (c, 2H), 3,11-2,96 (M, 1H), 2,88 (x,
J=6,5I'y, 2H), 1,93-1,78 (M, 2H), 1,78-1,50 (M, 3H), 1,33-0,80 (m, 10H);

F SIMP (282 MI'n, JIMCO-dg) & -121,60;

MC (ES+): 569,5 M+1), MC (ES-): 603,5 (M+Cl).

Cxema 313

Y JL Qﬁ N %Nm(“% Qﬁ

HoN 306a
5 313a

Iomyuenne 1 -(2-(uHKnonpoan(2-((3—3Tnn—2-(I)Top(beHI/m)aMI/IHO)-Z—OKcoaTI/m)aMI/IHO)-2-0KC03TI/IJ1)- 1H-
MHa301-3-kapookcamuna (313a).

Coenunenne (313a) ObUIO TOMYYEHO TO METOJIMKE, NMPUBCICHHONH Ha cxeme 79 wucxoms w3 1-(2-
(umkonponui(2-(2-¢rop-3-BuHUI(EHUIAMIHO )-2-0KCOITHIT)aMHHO )-2-0KcoaTH)- 1 H-nHnazom-3-
kap6okcamuna (306a) (0,07 r, 0,161 mmons) B EtOAc (5 mur), ncrions3yst aurnapokcunamiaaui (0,113 mr, 0,804
MKMOJIb). DTO AaJI0 IMOCie 00pabOTKH PEaKIIMOHHONW CMECH M OYUCTKH (udII-XpoMarorpadueit [cunukarens 4 r,
DMA-80 - XM, ot 0 mo 20% B KadecTBe IIOCHTOB| ¢ moiydeHHeM |-(2-(umkmomnponwn(2-((3-3tmi-2-
(dbropdennn)amMuHo)-2-0KCOITHIT)aMHHO )-2-0kcodTh)- | H-uanazon-3-kapookcamuna (313a) (0,03 1, BBIXOZ
43%) B BHIE OEIIOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 9,78 (c, 1H), 8,18 (ar, J=8.2, 1,0 I'u, 1H), 7,90-6,91 (M, 8H), 5,70 (c,
2H), 4,20 (c, 2H), 3,18-3,04 (m, 1H), 2,61 (x, J=7,4 T'y, 2H), 1,15 (1, J=7,5 ', 3H), 1,06-0,95 (m, 2H), 1,00-0,89
(M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -131,78;

MC (ES+): 438,5 (M+1), 460,4 (M+Na), MC (ES-): 472,4 (M+Cl).

Cxema 314
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INomyuenue (R)-N-(3-anetmi-1-(2-((2-((2"-xnop-2-dprop-[ 1,1'-6udenmn]-3 -mm)amuno)-2-okcoatrmm)(1-
TUAPOKCUTIPOTIaH-2-MIT1)aMUHO)-2-0KkcodThN)- | H-uanon-5-mn)-3,3-mudropnunepuann- 1 -kapookcamuna (3 141).
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Cranus 1: momyuyenue 3tui-2-(3-anermn-S-amuao- 1 H-unnon-1-mn)anerara (314b).

Coenunenne 314b nmomywanu u3 atuin-2-(3-anernn-5-autpo-1 H-unnon-1-nmanerara (314a) (6,00 r, 20,67
MMOJIb, TIOJTYYEHHOTO 10 METOAY, onmrcaHHoMy Venkatanarayana, Muvvala n Dubey, Pramod K. B Letters in
Organic Chemistry, 9(3), 192-197; 2012), ucions3yst xsopun ammoHust (17,69 r, 331 MMoITb), MOPOIIOK ITUHKA
(10,82 1, 165 mmomp) B TT'® (120 M), metanoa (30 Mir); Mo METOIUKE, IPUBENIEHHOM JJIS CTamuu 4 cXeMbl 267.
D10 fano mociie 00pabOTKH PEaKIIMOHHON CMECH W OYMCTKU KOJIOHOYHOU (hidmi-xpomarorpadueit [cunmkarens
120 1, smompys stunanerat/meranon (9:1) B cmecu rekcanoB ot 0-100%] stmn-2-(3-amernn-5-amuno-1H-
uHpon-1-mn)anerar (314b) (4,28 r, Berxon 80%) B BuE )KEATOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'n, IMCO-ds) & 8,08 (c, 1H), 7,41 (I, J=2,2 T'u, 1H), 7,12 (x, J=8,7 I'n, 1H), 6,57 (ax,
J=8.,6, 2,2 ', 1H), 5,09 (c, 2H), 4,89 (c, 2H, obmenuBaromuiics ¢ D,0), 4,16 (x, J=7,0 I'u, 2H), 2,36 (c, 3H),
1,22 (1, J=7,1 I'u, 3H);

MC (ES+): 261,4 (M+1).

Cranus 2: noixydeHue 3Tui-2-(3-anetui-S-(penokcukapoonnnamuno)- 1 H-nanon-1-um)anerara (314c).

K nByxdaznomy pacrBopy stmi-2-(3-aueruin-5-amuno-1H-unnon-1-mn)anerata (314b) (1,00 r, 3,84
mmonb) B EtOAc (10 mur) u Haceim. NaHCO; (5 M) npubaBumm ¢permnxinopopopmuar (0,627 mi, 4,99 Mmois)
Y TIepeMeNTUBaIM PU KOMHATHOH TemnepaTtype B Teuenue 13 4. Opranudeckuii cJoi OTASTIIA U BOJAHBIN CIION
skctparupoBasn EtOAc (2x50 mir). O0betMHEHHBIE OpraHUYECKHE CIIOHM NMPOMBUIN HACHIIICHHBIM BOJAHBIM pac-
TBOPOM XJIOpHAA HATPHS, CYIIWIH, QUIBTPOBAIH, ¥ KOHIEHTPHPOBAIA B BaKyyMe C MOJydeHHEM OSTHiI-2-(3-
anetwi-5-(perokcukapoonmnaMuHo)- 1 H-uanon-1-mm)anerata (314¢) (1,41 r, Beixox 96%) B Buae KOPHIHEBOTO
TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-ds) & 10,16 (c, 1H), 8,31 (c, 1H), 7,47-7,40 (m, 3H), 7,27-7,21 (m, 3H), 7,19-
7,12 (m, 1H), 6,87-6,66 (M, 1H), 5,21 (¢, 2H), 4,18 (x, J=7,1 I'n, 2H), 2,42 (c, 3H), 1,23 (1, J=7,1 'y, 3H);

MC (ES+): 381,4 (M+1).

Cramuss  3: momydenue  oTmi-2-(3-anetmi-5-(3,3-mudroprmmnepuani- 1 -kapookcamuio)- 1 H-uamon-1-
un)arerata (314d).

K pactBopy s1min-2-(3-anermin-5-(dpenokcukapoonmnaMuHo)-1 H-unnon-1-nmanerara (314c) (1,39 r, 3,65
mmoinb) B TT'® (40 mi) npubasuim 3,3-mudropnunepunun ruapoxiopux (0,576 T, 3,65 MMoIb), pacTBOp ruz-
pokapbonara Hatpus (1,535 1, 18,27 mmons) B Boze (5 min) u nepemeruBany npu 65°C B Teuenue 4,5 4. Peak-
IIMOHHYIO CMECh OXJIQJIMJIM /10 KOMHATHOM TeMIepaTypbl M pazaenin Mexay Bogoi (100 min) u EtOAc (100
wut). Boanblit cinoit otnenuy, sxcrparupoBanu EtOAc (100 mir). O0beaArHEHHBIE OPTraHUYECKHE CIIOW IPOMBIIH
HACHIIIEHHBIM BOJHBIM PAacTBOPOM XJIOpPHIA HATPHS, CYUIIIIHN, GMIBTPOBAIX M BRIIApWIN Aocyxa. CeIpoil mpo-
IYKT OYHWIIAIH C TOMOIIBIO (DIIDII-KOJOHOYHOW Xpomarorpaduu [CHiIuKarenb, 24 T, JIIIOHPYs 3THIAIle-
tat/metaHo’ (9:1) B cmecu rekcanoB oT 0-100%] ¢ momyuernem >tmin-2-(3-anermn-5-(3,3-aud roprumnepuus- 1 -
kapOoxcamuno)-1H-namon-1-mn)anerara (314d) (0,991 1, Beixox 67%) B BHIE KEATOTO TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) 8 8,66 (c, 1H), 8,26 (c, 1H), 8,19 (ux, J=2,0, 0,7 I'n, 1H), 7,47-7,32 (M,
2H), 5,19 (¢, 2H), 4,17 (x, J=7,1 I'y, 2H), 3,80 (T, J=12,1 I'n, 2H), 3,51 (T, J=5,5 ', 2H), 2,42 (c, 3H), 2,15-1,96
(M, 2H), 1,79-1,64 (M, 2H), 1,22 (1, J=7,1 I'u, 3H);

MC (ES+): 408,5 (M+1), 815,8 (2M+1), 834,8 (2M+Na); MC (ES-): 406,4 (M-1).

Cramgusa 4: MOJIyYEeHUe 2-(3-anetnn-5-(3,3-qudropmunepunun- 1 -kapookcamuo)- 1 H-uanomn-1-
WIT)yKCycHO# kuciotsl (314e).

Coenunenne (314e) momydamm w3 3Tmin-2-(3-auetwn-5-(3,3-audropnumnepuaus- 1 -kapookcamuo)-1H-
uHjoi-1-mm)anerara (314d) (0,956 r, 2,347 mmois), ucrons3ys pacrsop LiOH (0,169 r, 7,04 mmons) B Boze (3
i) u TT'® (15 mi1) mo mMeroauke, npuBeneHHONW Ha cxeme 129 crapuu-2. DTo nano nocyie 00pabOTKH peakiu-
oHHOW cMmecu 2-(3-ameTtmn-5-(3,3-mudroprmunepunnH- 1 -kapookcamuo)- 1 H-uHa07- 1 -1I1)yKCYyCHYIO  KHCIIOTY
(314e) (0,557 r, BBIXO 63%) B BHIIE KUPITUYIHO-KPACHOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'u, IMCO-dg) & 13,22 (c, 1H), 8,66 (c, 1H), 8,26 (c, 1H), 8,22-8,13 (m, 1H), 7,50-7,28
(M, 2H), 5,07 (c, 2H), 3,80 (T, J=12,1 T'm, 2H), 3,51 (1, J=5,4 'y, 2H), 2,41 (c, 3H), 2,17-1,92 (M, 2H), 1,71 (c,
2H);

MC (ES-): 378,3 (M-1), 757,5 (2M-1).

Cramus 5: momydenue (R)-2-((1-((TpeT-OyTHIANMETHICHITHAI)OKCH)ITPOTIaH-2 -1 )aMUuHO )-N-(2'-xop-2-
¢rop-[1,1'-6ndennin]-3-mn)aneramuna (314g).

Coenunenne 314f ObUTO MONYYCHO MO METOIMKE, TMPUBEACHHON JUIS CTaauH 2 CXEMBI 35 mcxonms u3 2-
xsop-N-(2'-xnop-2-prop-[1,1'-6udennn]-3-um)aneramuga (115b) (2,00 r, 6,71 mmome) u (R)-1-((Tper-
OYTHIIAMMETHIICUITIIT)OKcH )poriaH-2-amuHa (314f) (1,65 r, 8,72 MMOJIb, MOTYYEHHOTO IO METOXY, MPUBEICH-
HoMy Chen, Yi et al.; B omyOnukoBaHHO# 3asBke Ha mateHT CILIA, 20040204427, 14 oxtsa6ps 2004). Dto gano
nocyie 00pabOTKM pEakIMOHHOW CMECH M OYHMCTKM KOJOHOYHOHW (ummi-xpoMatorpadueil [cuimkarens, 40 T,
AMIONpys dTWianeTatoM B cMecu rekcaHoB oT 0-20%] (R)-2-((1-((Tper-OyTHiauMeTHIICHIIIII)OKCH )IpOTiaH-2-
mir)amMuHO)-N-(2'-x0p-2-rop-[ 1,1'-6ndernn]-3-mm)aneramun (314g) (1,64 1, BRIXon 54%) B BHIE TyCTOTO
OECLIBETHOI'O Macia;

'H SIMP (300 MI't, IMCO-dg) & 9,99 (c, 1H), 8,22 (11, J=7.9, 1,7 I'n, 1H), 7,64-7,56 (m, 1H), 7,52-7,37
(M, 3H), 7,26 (o, J=7,9, 1,0 I'n, 1H), 7,10-7,03 (M, 1H), 3,45 (7, J=5,6 T'n, 2H), 3,37 (&, J=1,6 'y, 2H), 3,16 (x,
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J=5,2 Ty, 1H), 2,77-2,61 (M, 1H), 0,95 (1, J=6,3 I'y, 3H), 0,83 (c, 9H), 0,00 (c, 3H), -0,00 (c, 3H);

F SIMP (282 MTI'n, JIMCO-dg) & -130,68;

MC (ES+): 451,5, 453,5 (M+1); MC (ES-): 449,4, 451,4 (M-1).

Cramust  6: momyuenne (R)-N-(3-ametni-1-(2-((1-(Tper-OyTHiiauMeTHIICHITHIIOKCH )ITponiaH-2-1i)(2-(2'-
xJ0p-2-GropoudeHnn-3-maMruHo )-2-0KCOITUI ) AMHHO )-2-0KCOdTHI)- | H-uHm01-5-1m)-3,3 -nud Toprumnepuana-
1-kap6okcammuna (314h).

Coenunennie 314h momydamu w3 (R)-2-(1-(TpeT-OyTHIIMMETHIICHIMIIOKCH ) IPOTIaH-2-MIaMHuHO )-N-(2'-
xyop-2-propobudenun-3-mn)aneramuna (314g) (297 wmr, 0,66 mmonp) mo peaknuu ¢ 2-(3-amermn-5-(3,3-
nmudTopriuniepuanuH- 1 -kapbokcamuno)- 1 H-uunon-1-mn)ykcycnoit kucnoroit (314e) (250 mr, 0,766 MMoib) 10
METOJIMKE, TIPUBEICHHON IJIs CTamuu 3 cXeMbl 2. DTO Jajo mociie 00paboTKH peaKIIMOHHOW CMECH U OYUCTKH
KOJIOHOYHOW (udiI-xpoMarorpaduerd [cunukarens, 12 1, amoupyst meranosnoM B IXM ot 0-10%] (R)-N-(3-
anetmi-1-(2-((1-(TpeT-0y T IMMe THIICHITHIIOKCH )TIponiaH-2-11) (2-(2'-x0p-2-gpropond enn-3-unaMuHo) -2 -
OKCO3THII)aMHHO)-2-0KkcoaThi)- 1 H-unnon-5-un)-3,3-mudropnunepunun-1 -kapéoxcamun (314h) (0,27 r, BeIXox
51%) B BujiE >KEJITOrO TBEPAOTO BEIIECTBA;

MC (ES+): 812,6 (M+1); MC (ES-): 846,6 (M+Cl).

Cramuss 7. momydenue  (R)-N-(3-ametwmn-1-(2-((2-((2'-xnop-2-pTop-[1,1'-6ndennn]-3-mm)amuH0)-2-
okcodTh)( 1 -ruapokcunponan-2-mi)aMmuHo )-2-0kcodTin)- | H-uagon-5-mn)-3,3-mudropnunepuun- 1 -
kapOokcamupa (3141).

Coenunenne 3141 momydamu u3 (R)-N-(3-ametwi-1-(2-((1-(TpeT-0y THIIMMETHIICHITUIOKCH)TPOTIaH-2-
n)(2-(2'-xyop-2-propoudeHnn-3-mIaMruHO ) -2-0KCOITUI ) aMHHO )-2-0KcodTHN )- | H-uHmo-5-nm)-3,3-
nmudTopriuniepuanH- 1 -kapbokcamuaa (3 14h) (204 mr, 0,25 mmons) o peakmuu ¢ 12N Boxn. HCI (0,209 mur, 2,51
mmoins) B MTBE (5,00 M) mo meroauke, npuBeeHHON Uil cTagun 3 cxeMbl 292. 310 najo mocie o0paboTKu
PeaKkuMOHHOM CMECH M OYHCTKH KOJIOHOYHOH (udII-xpoMaTorpadueis [cunmkareis, 24 1, SII0UpYys METaHOJIOM B
AXM ot 0-20%) (R)-N-(3-anermn-1-(2-((2-((2'-xmnop-2-dTop-[1,1'-6udennn]-3-mm)amMmuno)-2-0kcodTrm)(1-
THPOKCHIPOIIaH-2-1JT)aMHHO )-2-0KkcoaTwi)- 1 H-unnon-5-un)-3,3-mudropnunepunun- 1 -kapookcamun  (3141)
(50 mr, BeIXOI 29%) B BUE O€I0TO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI'n, IMCO-dg) & 10,27 1 9,97 (2¢, 1H, obmenuBarommiics ¢ D,0), 8,635 u 8,645 (c, 1H),
8,29-7,84 (m, 4H), 7,66-7,57 (m, 1H), 7,55-7,26 (M, 4H), 7,27-7,02 (m, 2H), 5,48 (T, J=5,7 I'm) u 4,88-4,81 (m,
(1H), 5,36 u 5,17 (2¢, 2H), 4,59-4,43 (m, 1H), 4,28-4,13 (m, 1H), 4,00 u 3,94 (2¢, 1H), 3,80 (T, J=12,1 ', 2H),
3,58-3,48 (M, 4H), 2,41 (c, 1H), 2,38 (c, 2H), 2,17-1,94 (M, 2H), 1,81-1,59 (M, 2H), 1,19 (m, J=6,6 I'r) u 1,05 (x,
J=6,9 I'n) (21, 3H);

PF SIMP (282 MTI', IMCO-de) & -101,10, -127,32;

MC (ES+): 720,5 (M+Na); MC (ES-): 696,6 (M-1).
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[Moxyuenwue 1-(2-((2-(3-xm0p-2-pTOpOEH3UITAMUHO)-2 -OKCOITHI ) (LU KIIOTIPOIIHI ) aMHHO )-2-0KCOATHI)-5-(2-
(1-metunnunepuaun-4-wmn)aneramuno)- 1 H-uanaz3omn-3-kapookcamua (315a).

Peaxmus 5-amuHO-1-(2-((2-(3-x710p-2-PpTOPOESH3MIAMHHO )-2-0KCOITHIT ) (LIUKJIOMPOTINII ) aMUHO )-2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (267¢) (0,15 r, 0,317 Mmmons) ¢ 2-(1-MeTHInunepuIuH-4-mi) yKCyCHOU
kucnoroit (0,055 1, 0,349 MMonb) MO MeTOAMKe, IPUBEACHHON IS CTaIuu 3 CXEMBI 2, lana mocyie o0paboTKu
PEaKIIMOHHON CMECH W OYMCTKH KOJIOHOYHOHU (ummI-xpoMartorpadueit [cumkarens 12 T, DMASO B JIXM ot 0
o 100% B xagectBe >moeHTOB] 1-(2-((2-(3-x50p-2-PTOPOSH3MIAMIHO )-2-0KCOATHI ) (IIKIOTPOTIMII)aMHHO )-2 -
okc03TIN)-5-(2-(1-MeTunmunepuanH-4-un )aneramuno)- 1 H-nagazon-3-kapookcamun (315a) (0,053 1, BBIXOX
27%) B Buze OIOTO TBEPAOTO BEIIECTBA C METAIMIYECKUM OTTEHKOM;

'H SIMP (300 MI', IMCO-ds) & 9,99 (c, 1H), 8,49 (1, J=5,8 T, 1H), 8,46-8,43 (M, 1H), 7,66 (c, 1H),
7,64-7,52 (M, 2H), 7,50-7,41 (M, 1H), 7,35 (c, 1H), 7,23 (T, J=6, 9 T'n, 1H), 7,16-7,07 (M, 1H), 5,62 (c, 2H), 4,33
(n, J=5,7 'y, 2H), 3,98 (c, 2H), 3,13-2,99 (m, 1H), 2,84-2,73 (M, 2H), 2,24 (1, J=7,0 T'u, 2H), 2,18 (c, 3H), 2,02-
1,82 (m, 2H), 1,81-1,58 (m, 3H), 1,35-1,17 (M, 2H), 1,03-0,95 (M, 2H), 0,95-0,85 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,59;

MC (ES+): 612,6 (M+1), MC (ES-): 646,5 (M+Cl).
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Momyuenne 1-(2-((2-((2'-xmop-2-dprop-[1,1'-6ndenn]-3-nia)aMuHO )-2-0KCOITHI ) (IIUKIIOTPOITHIT )aMHUHO )~
2-0KCO3THI)-5-(MMPUMHINH-5-11aMiH0)- 1 H-nanazon-3-kapookcamuna (316f).

Cranus 1: nomxydenue Tper-0yTmi-2-(5-0pom-3-nano-1H-nanazon-1-mn)anerara (316b).

Peaxums 5-6pom-1H-unnaszon-3-xapoonntpuna (316a) (0,85 r, 3,83 MMOib, MOIYYEHHOTO MO METOY,
npuBegeHHoMy Boyd, Scott et al; B Journal of Medicinal Chemistry, 58(8), 3611-3625; 2015) c Tpet-
oyruibpomanerarom (1,13 mi, 7,66 Mmons) B areronutpuie (40 mi), ncrons3yst kapobonar kanus (1,06 T, 7,66
MMOJIb) B Ka4eCTBE OCHOBAHMsI, 110 METOJMKE, IIPUBEACHHOHN Ui cTagun 1 cxemsl 43, nana mocie o0paboOTKH
PEaKIIMOHHON CMeCH M OYUCTKH KOJIOHOYHON XpomaTtorpadueit [cumukarens (24 1), samoupys EtOAc B rekcane
ot 0 mo 60%)] Tper-OyTmn-2-(5-6pom-3-mmano-1H-urmazon-1-mo)anerar (316b) (0,95 r, Bexon 74%) B BHIE
6eIoro TBEpAOTO BEIIECTBA C METAIUTMYECKIM OTTEHKOM;

'H SIMP (300 M, IMCO-dg) & 8,21 (mn, J=1,8, 0,7 'y, 1H), 7,94-7,88 (m, 1H), 7,76 (1, J=9,0, 1,8 T,
1H), 5,53 (c, 2H), 1,40 (c, 9H).

Cramuss  2: monydeHue TpeT-OyTmi-2-(3-1uano-5-(mupuMuIuH-5-miaMuHo )- 1 H-uanazomn-1-mn)amnerara
(316c¢).

Peakums tper-0yTHi-2-(5-6pom-3-unano-1H-unnazon-1-un)anerara (316b) (0,5 r, 1,49 mMmons), cnmpu-
MUAUH-5-amuHOM (212 Mr, 2,23 MMOIB) ¢ HCIONB30BaHUEM KapOoHaTa kamus (0,41 T, 2,97 MMOJb), AU-TPET-
oyrni(2',4',6'-rpun3onpornnioudenun-2-mn)pochuna (95 mr, 0,223 mmons), Pdy(dba); (95 mr, 0,104 mmons) 1o
METOJIMKE, PUBEACHHOM s ctaguu 1 cxeMsl 97, nana rnocie oOpabOTKM PeakIMOHHOW CMECH U OYHCTKH KO-
JoHOYHOH (umII-xpoMaTorpadueii [cunukarens (12 1), amoupys EtOAc B rekcane ot 0 1o 100%] Tper-OyTui-
2-(3-mmano-5-(mupumMunuH-5-wiamuHo )- 1 H-uanazon- 1 -un)anerar (316¢) (0,375 r, Beixox 72%) B Buae O6emoro
TBEPJIOTO BEIIECTBA C METAJUTHIECKAM OTTEHKOM;

'H SIMP (300 MI', IMCO-de) & 8,78 (c, 1H), 8,70 (c, 1H), 8,64 (c, 2H), 7,84 (ax, J=9,1, 0,7 I'n, 1H),
7,49 (nn, J=2,1, 0,7 I'n, 1H), 7,42 (mxm, J=9,1, 2,1 ', 1H), 5,46 (c, 2H), 1,42 (c, 9H);

MC (ES+): 351,4 (M+1), MC (ES-): 349,3 (M-1).

Cramqus 3: TIOJTy9IEeHUE TpeT-0yTnin-2-(3-xkapbaMomi-S-(mupuMHUIUH-5 -mtaMuHo ))- | H-nana3zon-1-
nn)anerata (316d).

Peaxmust TpeT-OyTHi-2-(3-1mano-5-(mupuMuanH-5-mtaMuHo )- | H-uanazon-1-mn)anerara (316c) (350 wr,
1,0 mmoinp) B EtOH (10 mi) ¢ koni. rugpokcuaom ammonus NH,OH (0,78 mu, 19,98 MMmonb) U mepokcuaioMm
Bojopona (35% Bomusrid, 0,46 M, 14,98 MMOIIB) MO METOVIKE, MIPUBEICHHOW Ha cxeme 65, mana mocie oOpa-
0OTKM peaknMOHHOI cMecH TpeT-OyTmi-2-(3-kapbamoni-5-(MupuMUANH-5-nnamMuHo)-1 H-unnason-1-un)anerar
(316d) (0,32 r, BeIXOT 87%) B BHIE OEIOT0 TBEPAOTO BEIIECTBA C METAIUTMICCKIM OTTCHKOM;

'H SIMP (300 MI'n, IMCO-dg) & 8,64 (c, 1H), 8,63 (c, 1H), 8,52 (c, 2H), 7,94-7,89 (m, 1H), 7,73-7,66 (M,
2H), 7,39 (c, 1H), 7,33 (11, J=9,0, 2,2 T', 1H), 5,32 (c, 2H), 1,42 (c, 9H);

MC (ES-): 403,3 (M-1).

Cramus 4: nmomydenue 2-(3-kap6aMonit-S-(MupuMHIAH-5-m1aMuHO )- | H-mHIa301- 1 -1IT) YKCYCHOM KHCIIOTHI
(316e).

Peaxmust TpeT-0yTHi-2-(3-kapoaMonin-5-(mupuMuanH-5-niamMuHo)- 1 H-urnazon-1-mn)anerara (316d) (320
Mr, 0,87 mmons) ¢ TOK (1,00 mur, 13,03 MMOJTB) 110 METOUKE, TIPUBEACHHON JJIsI CTAJAUH 2 CXEMBI 2, Taja Mmociie
00paboTKN PeaKkMOHHOW CMECH M PacTHPaHUs CHIPOTO MPOAYKTa ¢ ToixyosaoM (2x15 mi) n 30% EtOAc-rekcan
(10 mm), 2-(3-kapOGamomni-5-(mupuMuInH-5-uaMuHO)-1 H-urnazon-1-mn)ykcycunyro kuciory (316e) (0,31 1,
BEIX0[ 84%) B BHIE TEMHO-KOPUIHEBOTO TBEPIOTO BEIIECTBA;

MC (ES+): 313,3 (M+1).

Cragus 5: MOJTyYeHHE 1-(2-((2-((2'-xnop-2-dTop-[1,1'-Ondennin]-3-nr)aMmuHo)-2-
OKCOATHI ) (IIUKJIOTIPOIIHI )aMHIHO )-2-0KCOATHI ) -5 -(MUPUMHIUH-S -WtaMuHO ) - | H-nanazon-3-kapOokcamuaa
(3161).

Peakmus 2-(3-kapOamoni-5-(mupuMuanH-5-mnamuHo)- 1 H-urnazon- 1-mwi)ykcycroit kucnotsl (316e) (94
mr, 0,30 mmonb) ¢ N-(2'-xiop-2-drop-[ 1,1'-0udennn]-3-wm)-2-(IuKIonponmiaMuHo )areramugoMm (255a) (60
Mr, 0,19 MMOITB) TIO METOIMKE, TPUBEACHHOMN IS CTaauu 3 CXEMBI 2, Aajia Tocie 00pabOTKH peaKIIMOHHOW cMe-
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CH 1 OYHCTKH C MOMOIIBIO0 (pdmI-KoJIoHOYHOH Xpomarorpaduu [cunukarens (12 r), amoupyss CMA-80 B CHC;
0-50%] 1-(2-((2-((2'-xmop-2-dpTop-[1,1'-6udenn]-3-m1)aMuHO )-2-0KCOI T ) (IAKIOTPOITHI ) aMHUHO )-2-
OKCOATHIN)-5-(MUPUMHUINH-5-HnaMuHO)- | H-nanazon-3-kapboxcamun (316f) (0,018 1, Berxoxn 16%) B Bume 6emo-
TO TBEPIOTO BEIIECTBA C METAITMYECKUM OTTEHKOM;

'H IMP (300 MTI'u, IMCO-dg) 8 9,96 (c, 1H), 8,62 (1, J=1,6 T', 2H), 8,52 (c, 2H), 7,98 (1, J=7,9 T'u, 1H),
7,92 (m, J=2,1 I'n, 1H), 7,75-7,54 (m, 3H), 7,52-7,19 (M, 6H), 7,13-7,03 (M, 1H), 5,68 (c, 2H), 4,24 (c, 2H), 3,19-
3,05 (M, 1H), 1,09-0,99 (M, 2H), 1,00-0,90 (M, 2H);

PF SIMP (282 MTI'r, IMCO-dg) & -126,71;

MC (ES+) 613,5 (M+1), MC (ES-): 647,5 (M+Cl).

CxeMa 317
" ;@ L
N N N
e AT H?@
316@ HATU, DIPEA M 0 317a ol
OH TMoA
[Tonyuenne 1-(2-((2-((3-xm0p-2-PTOpOEH3MIT)aMUHO ) -2-0OKCOITHI ) (M30TIPOITHIT ) aMUHO )-2-0KCOITHI )-5-

(mupuMuauH-5-miamuno)- 1 H-nana3on-3-kapookcamuna (317a).

Peakmmst 2-(3-kapbamonin-5-(mupuMuInH-S-uaamMuHo )- | H-unnazon-1-um)ykcycnoit kucioter (316e) (87
mr, 0,28 mmoinb) ¢ N-(3-xmop-2-dpropoensmn)-2-(r3onponunamMiHo )aneramuaoM (19¢) (60 mr, 0,23 MMomb) 1o
METOJMKE, MPUBEICHHON I CTaAUU 3 CXEMBI 2, ajia mociic 00paboTKK pEeaKIMOHHONW CMECH U OYUCTKH C TMO-
MOIIBIO (IAII-KOJIOHOYHOM XpoMaTorpadun [cunnkarens (4 1), amounpyst DMA-80 B IXM 0-40%] 1-(2-((2-((3-
XJTOp-2-(PTOPOSH3UIT)aMHHO )-2-0KCO3THI ) (H30IPOIIHIT ) aAMUHO )-2-0KCOITHII)-5-(MUpUMUIUH-5 -riiaMuHO ) - 1 H-
uHaa3ou-3-kapookcamuna (317a) (0,015 T, Bexon 12%) B Bume 0eoro TBEpAOro BEIIECTBA C METAJUTMYCCKAM
OTTCHKOM;

'H SIMP (300 MIw, JAMCO-d¢) (cMech OBYX poTanmMOHHBIX m3oMepoB) & 8,83 u 8,37 (21, J=5,7 I'u, 1H),
8,62 u 8,61 (2¢c, 1H), 8,52 (c, 2H), 7,929 n 7,92 (2¢, 1H), 7,73-7,01 (m, 8H), 5,57 n 5,43 (2c, 2H), 4,63-4,50 u
4,32-4,20 (2m, 1H), 4,46 n 4,32 (2, J=5,8 I'u, 2H), 4,18 u 3,84 (2c, 2H), 1,22 u 0,99 (2x, J=6,8 'y, 6H);

F SIMP (282 MI';, IMCO-dg) (cMech IBYX POTAaIMOHHBIX H30MepoB) & -121,21, 121,72;

MC (ES+): 553,5 M+1), MC (ES-): 587,4 (M+Cl).

Cxema 318
CN
NC
\[:L HATU, DIFEA o
TMTA
\i £ NH NH HN ks N/\H/NNJLN
Cl Gl ——— = H
N 8]
H KoCO. @
’\Cr 2 318a HaN 3180
25h \ N\)‘\O

o]

[Tonyuenne 1 -(2—((2-((3—xnop—2-(1)T0p6eH3Hn)aMI/1Ho)—2-OKcoaTHn)(3 -IIMaHOITUKIIO0 Y THIT ) aMHHO )-2-
okcoatnn)- 1 H-uanazon-3-kapookcamuna (318b).

Cramus 1: momyaenne N-(3-xmop-2-dTopoensmn)-2-((3-muanonukio0y T )aMuHo )areramusa (318a).

Peakmust  2-xmop-N-(3-xmop-2-propbensmn)aneramuga  (35b) (410 wmr, 1,74 wmomp) ¢ 3-
aMHHOIMKIJIOOyTaHKapOOHUTpIiIOM (250 Mr, 2,61 MMOIIB) IO METOMKE, NPUBEICHHON ISl CTaANU 2 CXeMBI 35,
Jama mocie  o0paboTKM  peakuumoHHOM — cmecn  N-(3-xi0p-2-propoeH3mn)-2-((3-1naHoIUKIO0y THII)-
amuHo )anetamugoM (318a) (0,514 r, Beixox 100%) B BUJIE KEITOTO BOCKOOOPA3HOTO BEIIICCTBA;

MC (ES+): 296,3 (M+1); MC (ES-): 294,3 (M-1).

Cragus 2: MOJydeHue 1-(2-((2-((3-xs10p-2-TOpOEH3NIT)aMHUHO )-2-0KCOITHIT ) (3 -
uHaHouHKno6yTHn)aMHHo) 2-okcoaTin)- 1 H-unnazon-3-kapbokcamuma (318b).

Peakmust  N-(3-xmop-2-hropoensnn)-2-((3-nmuanonukiiodytmwn)amuHo))aretamuaa (318a) (514 wmr, 1,74
MMOJIb) ¢ 2-(3-kapbamowi-1H-unna3on-1-nn)ykcycHoi kuciotoi (2¢) (381 wmr, 1,74 MMoIb) MO METOIUKE,
MIPUBEJICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00paOOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
(m-xpomarorpadueil [cumnkarens, (24 1) amonpys sTunanerat/meranon (9:1) B cmecu rekcanos ot 0-100%)]
1-(2-((2-((3-x710p-2-PpTOPOECH3MIT)aMUHO ) -2 -0KCOITH ) (3-IINaHOIIMKIIO0Y THIT)aMHUHO )-2-0Kc0odTHN ) - | H-mHa301-
3-kapookcamuy (318b) (0,257 r, Beixoa 30%) B BHIIe 0€IOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI';, IMCO-dg) 6 8,91 (t, J=5,8 I't) u 8,50 (, J=5,8 T'x) (1, 1H), 8,19 u 8,16 (2¢c, 1H), 7,71
(yw. c., 1H), 7,62-7,36 (m, 4H), 7,33-7,04 (m, 3H), 5,57 u 5,41 (2c, 2H), 4,71-4,06 (m, 5H), 3,13-2,90 (M, 1H),
2,74-2,53 (M, 2H), 2,46-2,30 (M, 2H);

PF SIMP (282 MI', IMCO-de) & -121,23, -121,59;

MC (ES+): 519,4 (M+Na); MC (ES-): 495,4 (M-1).

-228 -



039719

Cxema 319

NN I
K% Oy NH, N/\II/ U \QX o J\/\j\
HN 2

\JN H’WN\)LH N Br

N, - . =N 0

HATU, DIPEA HaN
316e OH MDA [¢] 310a
[Moyuenne 1-(2-((2-((6-OpoMIUpUAHH-2-1IT )aMHHO )-2-0KCOATHIT ) (M30TIPOTIHI ) aMHHO )-2-0KCOITHII)-5-

(mupuMuauH-5-miamuno)- 1 H-nana3on-3-kapookcamuna (319a).

Peaxmmst 2-(3-kap6amonin-5-(mupuMuanH-S5-unamMuHo )- 1 H-uanazon-1-mn)ykcycrnoit kucnotel (316e) (96
mr, 0,31 mmous) ¢ N-(6-OpomnupuauH-2-1)-2-(M30nponuiamMuHo ))anetTamMuioM (28b) (60 mr, 0,22 MMoIb) 1m0
METOJIMKE, MPUBEACHHON U CTaMH 3 CXEeMBI 2, jana rnocie o0padoTKH peakIMOHHON CMECH M OYHCTKH C TI0-
MOIIBIO (IBII-KOJIOHOYHOH XpoMaTorpadun [cunukarens (4 ), amonpyst DMA-80 B IXM 0-50%] 1-(2-((2-((6-
OpPOMIMPHINH-2-1T)aMHHO)-2-0KCOITHII ) (M30POITHIT)aMUHO )-2-0KCOITHI ) -5 -(MUPUMUANH-S5 -ui1aMuHo )- 1 H-
uHaa3ou-3-kapookcamuna (319a) (0,014 T, Beixon 11%) B Bume 0enoro TBepAOro BEIIECTBA C METAUTHYCCKAM
OTTECHKOM;

'H SIMP (300 MI't, IMCO-de) (cMech ABYX poTanHoHHBIX u30MepoB) & 11,20 u 10,82 (2¢, 1H), 8,64-8,60
(M, 2H), 8,52 u 8,51 (2¢, 2H), 8,16 u 8,01 (2x, J=8,2 I'n, 1H), 7,92 n 7,90 (21, J=2,1 'y, 1H), 7,87-7,53 (M, 3H),
7,46-7,23 (M, 3H), 5,61 u 5,44 (2¢, 2H), 4,69-4,55 u 4,38-4,26 (2m, 1H), 4,43 u 4,03 (2c, 2H), 1,24 u 1,03 2z,

J=6,8 T'1, 6H);
MC (ES+): 566,4, 568,4 (M+1), MC (ES-): 600,3, 602,3 (M+Cl).
Cxema 320
TEA \ n AL
O \)J\ \( N
— N/\[r ’\‘ NH (j ’N/\[(])/ H Fa O
HoN 230b 320a
TEA

onyuenne  1-(2-((2-((2'-xm0p-2-Prop-[1,1'-Ondenn]-3-mi)aMruHO)-2-0KCOITHII ) (M30TIPOITII ) aMHHO)-2 -
0Kc03THN)-5-(3-MeTnin-3-(1-MetmmunepuanH-4-mn)ypenno)- 1 H-unnazon-3-kapookcamuna (320a).

Coenunenne 320a momyyanu u3 3-xapoamon-1-(2-((2-((2'-xnop-2-drop-[1,1'-6udenun]-3-mwn)amuno)-2-
OKCOATHII ) (M30TIPOITUIT)aMHHO )-2-0Kc03TwN) - | H-rHna301-5-kap6oH0Boi#t krcnots! (230b) (200 mr, 0,353 MMoIb)
MO0 METOJIUKE, TIPUBEACHHOMN T cTaauu 3 cxeMbl 223. D10 majio mocie o0paboTKH peaKIIMOHHOW CMECH M OYH-
CTKHU KOJOHOYHOH (um-xpomaTorpaduet [cummkarens (4 1), amoupys DMASO B IXM ot 0 mo 100%] 1-(2-
((2-((2'-xmop-2-dprop-[ 1,1'-6udennn]-3-mr1)aMruHO )-2-0KCOITHI ) (M30TPOITHIT)aMUHO )-2-0KCOITHI)-5-(3-MeTHII-3-
(1-metnnmunepuann-4-mn)ypenno)- 1 H-namazon-3-kapbokcamun (320a) (0,023 1, Berxox 9%) B BHae Oernoro
TBEPJIOTO BEIIECTBA;

'H IMP (300 MI', IMCO-de) (cMech ABYX pOTAaLHOHHEIX m30MepoB) & 10,25 u 9,77 (2¢, 1H), 8,417 u
8,41 (2¢, 1H), 8,175 u 8,17 (2c, 1H), 8,09 u 7,95 (1, J=7,8 T'n, 1H), 7,70-7,53 (m, 2H), 7,51-7,36 (M, 3H), 7,36-
6,90 (m, 5H), 5,57 u 5,44 (2¢c, 2H), 4,71-4,55 n 4,39-4,25 (2m, 1H), 4,46 (c, 1H) u 4,18-4,01 (M, 2H), 3,06-2,90
(M, 2H), 2,83 u 2,83 (2¢, 3H), 2,40-2,14 (M, SH), 1,87-1,68 (M, 2H), 1,64-1,51 (M, 2H), 1,25 u 1,06 (21, J=6,7
T'u, 6H);

F SIMP (282 MTI'n, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & -126,78, 126,98;

MC (ES+): 691,5 (M+1).

CxeMa 321

HaN V o —N

N N
F HATU, DIPEA

H;N Cl IMEA H,N
0 2676 321a

[Moxyuenne 1-(2-((2-((3-xs0p-2-hTOpOEH3NIT)aMHHO)-2-0KCOITHIT ) (LIUKIIONPOITHIT)aAMHUHO )-2-OKCOITHIT )-5-
(1-metunmunepuauH-4-kapookcamuao)- 1 H-uanazon-3-kapbokcamunaa (321a).

Peaxius 5-amuHO-1-(2-((2-(3-x710p-2-PTOPOESHIMIAMHHO )-2-0KCOITHIT ) (LIUKJIOTPOTINII ) aMUHO )-2 -
okcoaTin)- 1 H-unnazon-3-kapookcamuna (267¢) (170 mr, 0,36 mmoinp) ¢ 1-MerminmunepuanH-4-kapOOHOBOH
KuCIoTOH (62 Mr, 0,43 MMOJIB) IO METOJTUKE, TIPUBEACHHON JUTS CTAIMK 3 CXEMBI 2, nana mocjie o0paboTKu pe-
aKIIMOHHOW CMECH W OYUCTKU KOJIOHOYHOW (idmi-xpoMarorpadueit [cunukarens (12 1), amoupys DMASO B
XM ot 0 o 70%], ¢ mocneayromuM npeBpanieaneM cBobogHoro ocHoBanus B conb HCL, ncnons3ys HCI (3N
B MeOH, 3 wMm) B MeOH (10 w™mm) HCl comp 1-(2-((2-(3-xm0p-2-propbeH3nnamMuHo)-2-
OKCOITHI ) (ITUKITOTIPOTIHI ) aMHIHO )-2-0KCOATHI)-5-( 1 -MeTrmunepuauH-4-kapookcamuo)- | H-nagazon-3-
kapOoxcamuy (321a) (85 mr, BeIxox 37%) B Buze 6eoro TBEpAOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 10,22 (c, 1H), 9,75 (ym.c, 1H), 8,53 (r, J=5,8 I'm, 1H), 8,49-8,42 (M,
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1H), 7,68 (c, 1H), 7,63-7,57 (m, 2H), 7,49-7,42 (m, 1H), 7,35 (¢, 1H), 7,27-7,19 (m, 1H), 7,15-7,08 (M, 1H), 5,63
(c, 2H), 4,33 (z, J=5,7 T, 2H), 3,98 (c, 2H), 3,52-3,44 (m, 2H), 3,13-2,91 (M, 3H), 2,84-2,70 (m, 4H), 2,09-1,99
(m, 2H), 1,98-1,82 (v, 2H), 1,02-0,96 (v, 2H), 0,95-0,87 (m, 2H);

PF SIMP (282 MTI'r, IMCO-dg) & -121,58;

MC (ES+): 598,6 (M+1); (ES-): 632,5 (M+CI).

Cxema 322
BocHN o
“g“\* i@ Y \)L
=N O
=N
322 CI
AN 273a a
0
N
‘N
HATU, DIPEA HN
MDA 2 ol 322b

Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-6-
(3,3-mumeTmnOyTanamuo)- 1 H-uagazon-3-kapookcamuna (322b).

Craaus I: MOJTyYeHHe 6-amuHO-1-(2-((2-((3-x110p-2-pTOpOCH3MIT)aMHIHO)-2-
OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO)-2-0Kco3THI)- | H-unnazon-3-kapookcamuna (322a).
Peaxmus TpeT-0yTHi-(3-kapbamonin-1-(2-((2-((3-xnop-2-propOenzun)aMmuHo)-2-

OKCO3THII ) (LIMKIIOIPOITHIT)aMHHO))-2-0KcodTHI)- | H-uunazon-6-un)kapbamara (273a) (15 mr, 0,026 mmons) c
2,2,2-tpudropykcycHoit kucioroit (0,121 mu, 1,57 MMoIIb) M0 METOANKE, TPUBEACHHON AJISI CTaAMU 2 CXEMBI 2
Jlaja 1ociye oO0pabOTKM PEaKIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOW (iami-xpomarorpadueil [cuimkareins,
amoupys cMmeck rekcaHoB/10% weranon B stmmarerare (ot 1:0 mo 0:1)] 6-ammuO0-1-(2-((2-((3-x70p-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOITHI ) (IUKIIOTPOTIHII )aMUHO )-2-0kc03Thn) - | H-nanazon-3-kapookcamun  (322a) (8
MT, 65%) B BUZE CBETIIO-PO30BOTO TBEPAOTO BEIIECTBRA;

'H SIMP (300 MI'u, Metanon-d,) & 7,88 (n, J=8,7 I'n,, 1H), 7,38-7,28 (M, 1H), 7,27-7,20 (M, 1H), 7,07-6,99
(M, 1H), 6,73 (mm, J=8,7, 1,8 I'n, 1H), 6,62-6,59 (M, 1H), 5,49 (c, 2H), 4,44 (c, 2H), 4,13 (c, 2H), 3,12-2,98 (M,
1H), 1,09-0,94 (M, 4H);

MC (ES+): 495,3 u 497,2 (M+Na).

Cragus 2: monydenue 1-(2-((2-((3-xmop-2-dpTopOeH3MIT)aMUHO )-2-0KCOATHI ) TUKIOMPOIIILIT)aAMUHO )-2-
0Kc03THN)-6-(3,3-aumeTnnoyranamuo)-1 H-unnazon-3-kapbokcamuna (322b).

Peaxnust 6-amuHO- 1 -(2-((2-((3-x10p-2-hTOpOEH3MIT )aMUHO )-2-0KCOITHIT ) ( U KIOMPOTIILIT ) AMUHO ) -2 -
okcoaTin)- 1 H-unna3on-3-kapookcamuna (322a) (26,5 mr, 0,056 mmoins) ¢ 3,3-TUMETHIIOYTAHOBOW KHCIOTON
(10,92 Mk, 0,084 MMOJIB) IO METOUKE, TIPUBEACHHON JUIS CTAAUU 3 CXEMBI 2, Aaja mociie 00paboTKH peakIy-
OHHOM CMECH W OYHMCTKH KOJIOHOYHOH (udui-xpomarorpaduell [cuimkaress, IOUpYs cMech rekcaHoB/10%
METaHOJ B JTHIIAIIETaTe (ot 1:0 hi() 1:1)] 1-(2-((2-((3-x710p-2-hTOPOEH3MIT)aMHUHO ) -2 -
OKCOITHI ) (IUKIIOTIPOTTHI ) aMHHO )-2-0KCOATHI )-6-(3,3-auMe TrioyTanamMu 10 )- | H-unmazon-3-kapbokcamu g
(322b) (11 wmr, Beixog 34%) B BHAE 0€IIOTO TBEPAOTO BEIIECTBA C METAJUIMIECKAM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-dg) & 10,03 (c, 1H), 8,52 (t, J=5,7 ', 1H), 8,09-7,99 (M, 2H), 7,70 (c, 1H),
7,49-7,40 (m, 1H), 7,35 (c, 1H), 7,30-7,18 (m, 2H), 7,12 (T, J=7,8 I'u, 1H), 5,59 (c, 2H), 4,32 (7, J=5,8 T'm, 2H),
3,99 (c, 2H), 3,14-2,97 (m, 1H), 2,22 (c, 2H), 1,03 (¢, 9H), 1,08-0,87 (M, 4H);

PF SIMP (282 MTI'ty, IMCO-dg) & -121,63;

MC (ES+): 571. 5 (M+1), 593,5 u 595,5 (M+Na); MC (ES-): 569,4 u 571,4 (M-1).

Cxema 323

o HATU DIPEA
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Monyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKITOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-6-
(2-muxnonpormnaretamuno)- 1 H-uagazon-3-kapookcamuaa (323a).

Peaxtmst 6-amuHO- 1 -(2-((2-((3-x510p-2-h TOPOESH3NIT )aMHIHO )-2-0KCOITHIT ) (LIHKJIOTTPOITHIT ) aMHUHO ) -2 -
okcodtnn)- 1 H-uanazon-3-kapookcamuna (322a) (26,5 mr, 0,056 MMOJIb) ¢ 2-ITUKIONPONUIYKCYCHON KUCIOTON
(7,98 Mk, 0,084 MMOJIB) TIO METOJMKE, MPUBEACHHON JIJISI CTaIMK 3 CXEMBI 2, Jaja mociie o0paboTKH peakiy-
OHHOM CMECH M OYHCTKH KOJIOHOYHOW (imI-xpomarorpadueii [cuiamkarensb, 3moupys cMech rexcanon/10%
METaHOJ B JTUIIalLeTaTe (ot 1:0 il 1:2)] 1-(2-((2-((3-xs10p-2-hTOPOCH3WIT)aMHHO)-2 -
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OKCO3THII ) (LIMKIIONPOITHIT)aMHUHO ) -2-0KCOITHI)-6-(2 -IiMKIIonponuianeTaMuo)- | H-nanazon-3-kapookcamun
(323a) (14 mr, Bex0x 45%) B BUJIC CBETIIO-KOPUIHEBOTO TBEPIOTO BEIICCTBRA;

'H SIMP (300 MI'u, IMCO-dg) & 10,07 (c, 1H), 8,52 (t, J=5,9 I', 1H), 8,13-7,96 (m, 2H), 7,70 (c, 1H),
7,53-7,40 (m, 1H), 7,35 (c, 1H), 7,29-7,18 (m, 2H), 7,13 (1, J=7,9 'y, 1H), 5,59 (¢, 2H), 4,33 (1, J=5,7 'y, 2H),
3,99 (c, 2H), 3,12-2,92 (m, 1H), 2,23 (n, J=7,0 T'n, 2H), 1,14-0,78 (M, 5H), 0,56-0,35 (M, 2H), 0,29-0,10 (M, 2H);

F SIMP (282 MTI'ry, IMCO-dg) & -121,63;

MC (ES+): 555,5 (M+1), 577,5 u 579,5 (M+Na); MC (ES-): 589,5 u 591,4 (M+Cl).

Cxema 324
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[Monyuenne 2-(3-anermi-5-(2-amuHoaneramuno)-1H-nanon-1-mr)-N-(2-((3-x10p-2-dpropdensun)amuHo)-
2-okcoaTin)-N-1mkinonponumianeramMmuaa (324b).

Craaus 1: MOJIy4eHUE Tper-0yTri-(2-((3-anetmn-1-(2-((2-((3-x10p-2-hTopOeH3MIT)aMUHO ) -2 -
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KCOITHI)- | H-uH1011-5-11)aMuH0)-2-0KkcoaTrin)kapoamata (324a).

Peakmms  2-(3-aumerun-5S-amuno- 1 H-namon-1-mm)-N-(2-((3-x10p-2-dropOeH3un)amuHo)-2-0kcoaTmi)-N-
nukIonponmianetamuna (286a) (54 mr, 0,12 MMoib) ¢ 2-(TpeT-0yTOKCHKapOOHUIAMUHO)yKCYCHON KHCIOTON
(30,7 mr, 0,172 MMOJTB) TIO METOAMKE, IPUBEIACHHON I CTaIuu 3 CXeMBI 2, Jala 1mocie 00paboTKH PeaKIuOH-
HOW CMECH M OYHCTKH KOJIOHOYHOH (dII-xpoMaTorpaduerl [CHImKareib, SII0UpYs cMech rekcanos/10% meTta-
Hon B atmianerare (ot 1:0 mgo 0:1)] tper-Oyrmn-(2-((3-anmetw-1-(2-((2-((3-xm0p-2-PpTOpOESH3MIT)aMHUHO)-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KCOATHI )- | H-uHm01-5-1im)amuHo)-2-0kcoaTmin)kapobamar  (324a) (63 wr,
BbIX0/ 87%) B BHJIE CBETJIO-KOPUIHEBOT'O TBEPIOTO BEIIECTBA;

'H SIMP (300 MI', JIMCO-dg) & 9,90 (¢, 1H), 8,50-8,34 (m, 2H), 8,25 (¢, 1H), 7,56-7,34 (m, 3H), 7,27-
6,99 (M, 3H), 5,41 (c, 2H), 4,35 (1, J=5,9 I'y, 2H), 3,99 (c, 2H), 3,73 (1, J=6,0 I', 2H), 3,15-3,01 (m, 1H), 2,41
(c, 3H), 1,40 (c, 9H), 1,04-0,86 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,63;

MC (ES-): 626,5 u 628,5 (M-1).

Cragus 2: MOJIy4eHUe 2-(3-anermi-5-(2-amuHoanetamuno)- 1 H-uamon- 1 -mm)-N-(2-((3-x10p-2-
(TopOEeH3MIT)aMIUHO)-2-0KcO3THI)-N-IIHKIonponmianeraMuaa (324b).

Peaxums tper-0yTmin-(2-((3-anerumi-1-(2-((2-((3-x10p-2-dhropOeH3na)aMiHO )-2-0KCOITHII ) (LIUKJIOTIPOTIHI)-
aMHHO)-2-0KkcoaTi)- 1 H-nanon-5-nir)amnHo)-2-okcoatuin)kapbamara (324a) (55 wmr, 0,088 mmoms) c 2,2,2-
TpudTOpyKcycHo# kucmotoit (0,10 mur, 1,31 MMOITB) MO METOAMKE, IPUBEACHHON NIl CTaIUU 2 CXEMBI 2, nana
mociie 00pabOTKH pEeaKIIMOHHOW CMECH M OYHCTKU KOJIOHOYHOU (udII-xpoMaTorpadue [CuiauKareis, dIIOUpYs
muxiopmeran/DMASO (ot 1:0 mo 2:1)] 2-(3-ametmin-5-(2-amunoanetamuo)- 1 H-uamon- 1 -m)-N-(2-((3-xmmop-2-
(ropben3mIT)aMIHO )-2-0KcodTHN )-N-nukionponmianeramMus (324b) (37 mr, 80%) B Bume Gesoro TBEpAOro Be-
IIECTBa C METAIIIMIECKAM OTTEHKOM;

'H SIMP (300 MI';, IMCO-dg) 8 9,83 (c, 1H), 8,47 (1, J=5,8 T', 1H), 8,41 (1, J=2,0 I'n;, 1H), 8,24 (c, 1H),
7,53 (nm, J=8,8, 2,1 I'u, 1H), 7,46 (11, J=7,6, 1,7 I'n, 1H), 7,37 (1, J=8,8 I'y, 1H), 7,27-7,20 (m, 1H), 7,16-7,07
(M, 1H), 5,41 (c, 2H), 4,35 (0, J=5,7 T'n, 2H), 3,99 (c, 2H), 3,27 (c, 2H), 3,13-2,99 (M, 1H), 2,41 (c, 3H), 2,07
(ym. ¢,2H), 1,08-0,78 (M, 4H);

PF SIMP (282 MI'n, IMCO-dg) & -121,62; MC (ES+): 528,5 1 530,5 (M+1).

Cxema 325

HATU, DIPEA

e O Gy

325a

HaN

286a

= Qe

3250

- 231 -



039719

Momyuyenne N-(3-ametwi-1-(2-((2-((3-xmop-2-hTopOSH3UIT )aMUHO )-2-0KCOATHI ) IUKIOMPOIIILIT)aAMUHO )-2-
okcoaTin)- 1 H-unmon-5-mn)-3-amuno6enzamuna (325b).

Cramqus 1: TIOJTy9ICHUE TpeT-0yTnin-(3-((3-aneTmi-1-(2-((2-((3-x10p-2-PTOPOESH3MIT)aMHUHO )-2 -
OKCOITHI ) (ITUKIIOTIPOTTHI ) aAMHHO )-2-0KCOATHN )- | H-uHmo-5-um)kapbamorun) penmn)kapoamara (325a).

Peakmmst  2-(3-anetmn-5-amuno- 1 H-unmon-1-wmm)-N-(2-((3-xmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nukIonponmianeTamuna (286a) (54 mr, 0,12 MMonb) ¢ 3-(TpeT-0yTOKCHKapOOHUIIAMIHO )OCH30HHON KUCIOTON
(40,8 mr, 0,172 MMOITB) TIO METOMKE, IPUBEIACHHON I CTaIUU 3 CXeMBI 2, Jala 1mocie 00paboTKH peaKIuOH-
HOM cmecn Tper-OyTmi-(3-((3-amermi-1-(2-((2-((3-xmop-2-propOeH3mn)aMHHO )-2-0KCOITHII ) (IIKIIOTIPOTTHI ) -
aMHHO)-2-0kcoaTi)- 1 H-nanon-5-nim)kapbamonn)penmn)kapdamar (325a), KOTOPHIH HCIIONB30BAIM B TaKOM
Buze Ha caenytomeit ctagun. MC (ES+): 690,6 (M+1); 712,5 (M+Na).

Cramus  2: momydenne  N-(3-aumerwn-1-(2-((2-((3-xmop-2-¢pTopOeH3MIT)aMIHO )-2-0KCOITHIT ) (LIMKJIIO-
TPOTIFIT)aMUHO )-2-0Kc03TuN)- | H-uHnon-5-mn)-3-amuao6en3amuna (325b).

Peaxums tper-0yTmin-(3-((3-anerumi-1-(2-((2-((3-x10p-2-dhropOeH3na)aMIHO )-2-0KCOITHII ) (LIUKJIOTIPOTIHII)-
aMHHO)-2-0KkcoaTi)- 1 H-nanon-5-nm)kapoamonn)penmn)kapdbamara (325a) (cplpoil NpoAayKT co cramuu-1) c
2,2,2-tpudropykcycHoit kucioroit (0,13 mi, 1,73 MMOIIB) 1O METOAMKE, IPUBEACHHON IS CTAANH 2 CXEMBI 2,
Jlaa mocie 00paOOTKHM PEAKIIMOHHOW CMECH M OYUCTKH KOJIOHOYHOW (QuIdII-XpoMaTorpaduei [cuiinkarenb,
amoupys auxsiopmeran/TMA80 (ot 1:0 mo 2:1)] N-(3-amerwmn-1-(2-((2-((3-x10p-2-hTOpOSH3UIT)aMUHO)-2-
OKCOATHI ) (IIUKJIOTIPOITHII )aMIHO )-2-0KcodTwN) - | H-rHmomn-5-um)-3-amuaobenzamun (325b) (19 wmr, 28% 3a 2
CTaJI1) B BUJIE CBETJIO-KOPUYHEBOTO TBEP/IOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) & 10,07 (c, 1H), 8,55 (n, J=2,1 T'u, 1H), 8,47 (, J=5,8 T'u, 1H), 8,25 (c,
1H), 7,62 (nn, J=8,9, 2,1 T'u, 1H), 7,46 (10, J=7,6, 1,7 T'n, 1H), 7,39 (1, J=8,9 I'u, 1H), 7,29-7,20 (M, 1H), 7,18-
7,08 (M, 4H), 6,73 (ar, J=7,0, 2,3 I'n, 1H), 5,42 (c, 2H), 5,30 (c, 2H), 4,35 (n, J=5,7 I'u, 2H), 4,00 (c, 2H), 3,13-
3,01 (m, 1H), 2,43 (n, J=2,2 T'u, 3H), 1,04-0,87 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 590,5 u 592,5 (M+1); MC (ES-): 624,5 u 626,4 (M+Cl).

Cxema 326
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[Monyuenne 5-amuHO- 1 -(2-((2-((3-x510p-2-Hh TOPOESH3NI ) aMHHO )-2-0KCOITHIT ) (IIHKJIOTIPOITHIT ) aMHUHO ) -2 -
okcodtnn)- 1 H-mupazoino[3,4-b mupuann-3-kapookcamuna (326b).
Cramqus 1: TIOJTy9ICHUE TpeT-0yTHi-(3-kapbamon-1-(2-((2-((3-xm0p-2-PTOpOESH3MIT)aMHHO )-2 -

OKCOITHI ) (IUKIIOTIPOTIHI ) aAMHHO )-2-0KcOodTHN )- | H-rtpazono[ 3,4-bmupuauH-5-mn)kapbamara (326a).

CoennHeHne 326a MOJTyYaJIi u3 3-kap6amomi-1-(2-((2-((3-xmop-2-propOeH3nn)aMuHo )-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KcodTHN )- | H-rtupazono[ 3,4-b|mupunnn-5-kapbonmnmazuma (291g) (0,183
MMOJIb) U 2-MetmnpomnaH-2-ona (0,105 mm, 1,1 mMouns), ucnone3ys TEA (0,051 mi, 0,37 MMoJb) B KauecTBe
OCHOBAHHMSI 110 METOJMKE, IPUBEICHHOMN Uil ctamuu 4 cxeMbl 129 ¢ monydeHneM mnocie o0paboTKH peaKkInoH-
HOM CMECH M OYHCTKM KOJIOHOYHOW Xpomarorpaduei [cunukarens, smoupys XM B meranone (ot 1:0 mo
19:1)] Tper-Oytun-(3-kapoamon-1-(2-((2-((3-x10p-2-PpTOpOEH3UIT)aMUHO)-2-0KCOITHI)(LUKIOTIPOIIHIT )aMHHO )-
2-okcoatin)-1H-mupazono| 3,4-b Jnupunun-5-mn)kapdamar (326a) (12 mr, Beixon 11% 3a aBe cragum) B BUAC
0eoro TBEpAOro BEIICCTBRA;

MC (ES+): 574,6 (M+1); 596,6 (M+Na).

Cramuss 2: mosrydenue S-amuHO-1-(2-((2-((3-x50p-2-hTopOeH3MIT)aMHHO )-2-0KCOITHII ) (ITUKIOTTPOITHIT ) -
aMUHO)-2-0kc03TrN)- | H-mupazono[ 3,4-b Jnupuann-3-kapookcamuna (326b).

Coenunenne 326b mnomydanu u3 TpeT-OyTmi-(3-kapbamon-1-(2-((2-((3-xmop-2-pTopOeH3mT)aMiuHO)-2-
OKCOITHI ) (IUKIIOTIPOIIHI ) aMHHO )-2-0KcodTHI )- | H-rtmpazono[ 3,4-b|mupuaun-5-un)kapdbamara (326a) (12 wr,
0,02 MMOJIB) TTIO METOJMKE, IPUBEACHHON AJISI CTaAuU 2 cXeMbl 2. DTO Jalo rocie oO0padoTKH peaKIMOHHOM
CMECH M OYHMCTKH KOJIOHOYHOH Xpomarorpadueli [cumukarens, smoupys XM B DMA-80 (ot 1:0 mo 2:1)] 5-
amuHO- 1-(2-((2-((3-x10p-2-pTOpOEH3MIT)aMHHO ) -2 -OKCOATHII ) LIUKJIOTIPOTIHIT )JaMHHO )-2-0Kcoa T )- 1 H-
nupa3zono| 3,4-b Jmupuaun-3-kapookcamun (326b) (6 mr, 61%);

'H SAMP (300 MI'ti, IMCO-dq) & 8,50 (t, J=5,6 T'u, 1H), 8,07 (1, J=2,6 T, 1H), 7,64 (c, 1H), 7,61 (x,
J=2,6 I'n, 1H), 7,52-7,41 (m, 1H), 7,30 (c, 1H), 7,26-7,19 (m, 1H), 7,19-7,09 (M, 1H), 5,55 (c, 2H), 5,35 (c, 2H),
4,32 (m, J=5,7 I'u, 2H), 3,97 (c, 2H), 3,12-2,92 (M, 1H), 1,01-0,81 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,59;
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MC (ES+): 474,4 u 476,4 (M+1); MC (ES-): 508,3 u 510,3 (M+Cl).
Cxema 327
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[Monyuenne 1-(2-((2-((3-xm0p-2-PTOPOEH3MIT)aMHUHO ) -2-0KCOITHI ) (M30TIPOITHIT ) aMUHO )-2-0KCOITHI )-5-
(munepuana-1-xkapoonmn)- 1 H-urnazon-3-kapbokcamuaa (327a).
Peaxius 3-kap6amont-1-(2-((2-(3-xs0p-2-hTopOEH3MITAMHHO ) -2 -OKCOITHIT ) (M30TIPOIIHII )aMHHO ) -2 -

okcoaTn)- 1 H-nanazon-5-kapoonunazuna (145a) (200 mr, 0,378 mmouns) B Tomyone (20 Mi1) ¢ IHNEPHIMHOM
(0,064 r, 0,756 mmonsb), ucrions3yst TEA (0,153 1, 1,42 MMOIIB) B Ka4eCTBE OCHOBAHHUS IO METOJIUKE, IPUBE/ICH-
HOM pnst craamu 4 cxembl 129, nama mocie o00paboTkm peakumonHHOM cmecu  1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMITHO )-2-0KCOATHI )(U30TIPOITHIT )aMHIHO ) -2 -0KCOITHIA ) -5 -(TutiepunH- | -kapoonwmn)- 1 H-unnazon-3-
kapOokcamuy (327a)(70 mr, Beixoa 33%) B BHIE 0SIOTO TBEPIOTO BEIIECTBA C METAJUIMYECKAM OTTCHKOM;

'H SIMP (300 MTI't, IMCO-dy); & 8,89-8,82 (M, 1H). 8,17 (c, 1H), 7,81-7,77 (c, 1H), 7,72-7,68 (m, 1H),
7,45-7,42 (M, 3H), 7,21-7,18 (m, 2H), 5,48-5,47 (c, 2H), 4,47-4,45 (m, 2H), 4,18-4,12 (M, 3H), 3,69-3,51 (M, 4H),
1,62-1,52 (m, 6H), 1,24-1,22 (c, 3H), 1,00-0,98 (c, 3H);

MC (ES+): 571 (M+1).

Cxema 328
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[Monyuenne (S)-5-amun0-1-(2-((2-((1-(3-x510p-2-PTOPHEHIIT)-2 -THIPOKCUITHI ) AMHUHO )-2-

OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KcoaTHI)- | H-nnnaszon-3-kap6okcamuna (328g).

Cramust  1: momydenue  (S)-2-((TpeT-OyTHIIMMETHICHINI)OKCH)-1-(3-x510p-2-TOpdeHn)sTanaMruHa
(328b).

K pactBopy (S)-2-amuno-2-(3-xn0p-2-propdpenmn)aranona (328a) (1,05 r, 5,54 mmons) B AXM (50 mi) u
JIM®A (5 mun) npubasunu TBS-Cl1 (1,002 r, 6,65 MmMois), mmunazon (0,528 r, 7,75 MMOJb) U IepeMEIINBATH
MIPH KOMH. TeMI. B TeueHue 3 4. [lomydeHHBIH ocamok cobpanu ¢puiabTpoBaHueM, mpombin JIXM (2x4 mi) u
CYLINIU B BaKyyMe c HNOIy4YEHUEM (S)-2-((TpeT-OyTHAIUMETHICHINIT)OKCH )- 1 -(3-x710p-2-
¢dbropdpennn)stanamuna (328b) (1,3 r, Berxoa 77%) B BuIE OSIIOTO TBEPOTO BEIICCTBA;

MC (ES+): 304,4 (M+1).

Cramuss  2: mnomydenue (S)-N-(2-((TpeT-OyTHIIUMETHICHIIII)OKCH)- 1 -(3-X10p-2-hTOpHeHNIT)ITIIT)-2 -
xyopameramuna (328c).

K nmByxdasznomy pactBopy (S)-2-(TpeT-OyTHIAMMETUICHIUIOKCH)-1-(3-x510p-2-pTopdennn)aTanaMmmuna
(328b) (1,3 1, 4,28 mmoms) B EtOAc (80 mun) m Hackim. pactBope NaHCOj; (80 mur) mpubaBmiId XJI0pameTHiIXIIo-
pun (0,514 ma, 6,42 MMOIB) U IepeMENINBaNIY [IPU KOMH. TeMIL. B TeueHue 16 4. Cnou pa3aenuiu, BOAHBINA Cloil
skcrparupoBamn EtOAc (40 M) u 00beTUHEHHBIC OPTAaHUYECCKHUE CIIOM MPOMBLTH HACHIIEHHBIM BOIHBIM pac-
TBOPOM XJIOpHJa HaTpHs, CYIIWIH, (PMIBTPOBAIN, KOHIEHTPUPOBAIN M ouHIIany (umi-xpomartorpadueit [cu-
mukarenb 24 v, EtOAc B cMecu rexcanoB ot 0 mo 60% B kadecTBe 3moeHTOB| ¢ monydenueM (S)-N-(2-(Tper-
Oy THIITUMETHIICHITHIIOKCH)- 1 -(3-x10p-2-hropdenmn)stun)-2-xnopauneramusa (328c) (1,3 r, Berxon 80%) B Buae
0ecIBETHOTO T'YCTOTO CHPOIIa;

'H SIMP (300 MI', IMCO-de) & 8,75 (n, J=8,1 T'n, 1H), 7,51 (amn, J=7.9, 7,1, 1,7 Tu, 1H), 7,38 (max,
J=8,1, 6,5, 1,7 I'n, 1H), 7,23 (tm, J=7,9, 1,0 T'n, 1H), 5,18 (x, J=6,7 I'n, 1H), 4,13 (c, 2H), 3,85-3,68 (M, 2H),
0,77 (c, 9H), -0,06 (c, 3H), -0,10 (c, 3H);

MC (ES+): 380,4 (M+1), 402,4 (M+Na), MC (ES-): 414,3, 416,5 (M+Cl).
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Cramust  3: momyuenne (S)-N-(2-((Tper-OyTHaANMETHICHINI)OKCH)- 1 -(3-x110p-2-hTOpenmn)aTrn)-2-
(tmkonponunaMuHo )anetamua (328d).

K pactBopy (S)-N-(2-(TpeT-0yTHIANMETUICHINIOKCH)- | -(3-x10p-2-propdenrn)aTun)-2-xaopareramMuia
(328¢c) B TT'® (30 mu) mpubasmwmm nukionponmwiamud (0,723 mu, 10,25 MMOIb) U TIepeMeIInBaIl Ipyu KOMH.
TeMII. B TedeHue 2 aHeit. CMech BeUTIIIN B Hackinl. pactBop NaHCO; (60 Mi1) U MOMy9eHHYIO CYCTICH3UIO OKCT-
parupoBamu EtOAc (2x50 mu). OObeqMHEHHBIE OPIraHUYECKHUE CJIOW MTPOMBUIN HACHIICHHBIM BOJHBIM PacTBO-
pom xyopuna Hatpus, cyni (MgSO,), oTGHIBTPOBaTN, KOHIEHTPUPOBAIHM U OYHUIIATH KOJOHOYHONH Xpoma-
torpadueii [cummkarens 24 T, EtOAc B rekcane B kadecTtBe 3moeHTOB oT 0 10 100%] ¢ momyuennem (S)-N-(2-
(TpeT-Oy THIIIUMETHIICHITIITOKCH )- 1 -(3-X710p-2-PTOpHeHMIT) I THII ) -2 -(IUKIOTIPOTTMIIAMHUHO )arleTaMuia (328d)
(0,7 r, BeIXO 51%) B BHIIE T'yCTOTO CHPOTIA;

'H AMP (300 MTI'u, IMCO-dy) 8 8,28 (1, J=8,3 T, 1H), 7,53-7,44 (m, 1H), 7,39-7,30 (m, 1H), 7,25-7,17
(m, 1H), 5,25-5,14 (m, 1H), 3,76 (1, J=5,8 'y, 2H), 3,17 (1, J=1,2 T'y, 2H), 2,14-2,06 (m, 1H), 0,77 (c, 9H), 0,39-
0,30 (m, 2H), 0,29-0,22 (M, 2H), -0,09 (c, 3H), -0,10 (c, 3H);

MC (ES+): 401,5 (M+1), MC (ES-): 435,4 (M+Cl).

Cramus  4: mnomyuenne  (S)-1-(6-(3-xmop-2-dpropdenun)-10-muxnonpornmn-2,2,3,3-rerpamerii-8,1 1-
JTokco-4-okca-7,10-1ua3a-3-cunagonekan- 12-nn)-5-aurpo- 1 H-urnazon-3-kapookcamuna (328¢).

Peaxmus (S)-N-(2-(Tper-OyTnnaumetnicuiuioken)-1-(3-xmop-2-propdennn)atmm)-2-
(mmukonponmiamuao ))aeramuga (328d) (200 mr, 0,50 mmonb) ¢ 2-(3-kapbamowmn-5-autpo-1H-unamazon-1-
WI)yKCyCHOU KucioTon (267¢) (145 mr, 0,55 MMOb) IO METOAMKE, TIPUBEIEHHON /IS CTaIuU 3 CXEMBI 2, Jaa
mociie 00pabOTKH PEAKITMOHHON CMECH M OYUCTKH KOJOHOYHOW Qumri-xpomaTtorpadueid [cumukarens 12 T,
DMAS8O0 B IXM ot 0 no 30% B kaugectse 3moeHTOB] (S)-1-(6-(3-xm0p-2-propdenwn)-10-muxmonpomnmn-2,2,3,3-
terpameTnin-8,1 1-nnokco-4-okca-7,10-qua3za-3-cunamoaekan-12-mn)-5-autpo- 1 H-uamgazon-3 -kapbokcamu g
(328e) (0,216 T, BEIXOT 67%) B BHIIE O€IOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MTI'tr, IMCO-dg) & 9,05 (mum, J=2,3, 0,6 T, 1H), 8,54 (1, J=8,1 T'u, 1H), 8,26 (1, J=9,3, 2,3
I'y, 1H), 8,06 (c, 1H), 7,89 (an, J=9,3, 0,7 I'n, 1H), 7,67 (¢, 1H), 7,51-7,41 (m, 1H), 7,36-7,27 (m, 1H), 7,16 (T,
J=7,9 Ty, 1H), 5,84-5,66 (M, 2H), 5,16 (x, J=7,0 I'n, 1H), 4,11-3,91 (M, 2H), 3,79-3,59 (M, 2H), 3,09-2,95 (M,
1H), 1,03-0,92 (M, 2H), 0,92-0,83 (m, 2H), 0,74 (c, 9H), -0,08 (c, 3H), -0,13 (c, 3H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,35;

MC (ES-): 681,5 (M-1).

Craaus 5: MOJTyYeHHe (S)-1-(2-((2-((1-(3-xmop-2-pTopdheHnn)-2-ruJPOKCUITUIT)aMUHO )-2 -
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KCOITHI)-5-HUTpOo- 1 H-nHnazon-3-kap6okcamuna (328f).

Coenunenne 328f momydamm w3 (S)-1-(6-(3-xmop-2-dropdhennn)-10-mukiaonponui-2,2,3,3-TeTpaMeTHII-
8,11-mrokco-4-okca-7,10-nuaza-3-cunagoaekan- 1 2-un)-5-autpo- 1 H-ungazon-3-kap6okcamuma (328¢) (0,21 ,
0,324 mmonp) u TBAF (0,127 1, 0,487 MMOJIB) TTO METOJMKE, IPUBENCHHON 115 cTaanu 2 cxembl 301. DTo mano
mociie 00pabOTKH peaKIMOHHOW CMeCH M OYUCTKHU (udmI-xpoMarorpadueit [cunukarens 4 r, DMASO B JIXM,
or 0 mo 20% B xauectBe smoeHToB] (S)-1-(2-((2-((1-(3-x10p-2-hTOPPEHNT)-2-THAPOKCHITHII)aMHHO)-2-
OKCOITHI ) (ITUKIIOTIPOITHI ) aMHHO )-2-0KCOATHI )-5-HUTpOo- | H-nHnazon-3-kapbokcamua (328f) (0,15 1, BBIXOZ
87%) B Buze 0esroro TBEpIOTO BELIECTBA;

'H SIMP (300 MTI'tr, IMCO-dg) & 9,05 (aun, J=2,3, 0,6 T, 1H), 8,54 (1, J=7,9 T'u, 1H), 8,26 (mx, J=9,3, 2,3
I'u, 1H), 8,07 (c, 1H), 7,89 (azm, J=9,3, 0,7 I'n, 1H), 7,66 (c, 1H), 7,49-7,40 (m, 1H), 7,32-7,23 (m, 1H), 7,17-7,10
(M, 1H), 5,84-5,65 (m, 2H), 5,12-5,02 (M, 2H), 4,02 (c, 2H), 3,54 (t, J=6, 0 I'u, 2H), 3,07-2,94 (M, 1H), 1,03-0,92
(M, 2H), 0,92-0,82 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,91;

MC (ES-): 531,4 (M-1), 567,5 (M+Cl).

Cramust  6: mnomydyenue  (S)-5-amuno-1-(2-((2-((1-(3-x10p-2-propdenu)-2-ruApoKCHUITII)aMHHO)-2-
OKCO3THII ) (LIMKIIONPOITHIT)aMUHO )-2-0KcodTHI)- | H-nHnaszon-3-kap6okcamuna (328g).

K pacTtBopy (S)-1-(2-((2-((1-(3-xmop-2-hTopheHn )-2-TUAPOKCUITIIT ) aMHIHO )-2-OKCOITHIT ) (IIKII0-
TIPOITHIT)aMUHO )-2-0KCO3THN )-5-HuTpo- | H-nHna3on-3-kapookcamuna (328f) (0,12 r, 0,225 mmons) B EtOH (3
MJT) mpubaBmid pacTBop xiopuaa ammonus (0,241 r, 4,50 MMoutb) B Bojie (3 MIT) ¢ TIOCIIENYIONINM TPHOaBICHH-
eMm xenesa (0,126 1, 2,252 mmons) u nepememmBanu cmech pu 60°C B Teuenue 4 4. CMech OTQMIBTPOBAIN
yepe3 cioil nenuta, npoMein EtOH (3x5 mur) u Bogoit (3x5 mir). O0bequHeHHBIE TOPLUUH (QUIBTpaTa YaCTHYHO
KOHIICHTPUPOBAIX U TIOJTyYEHHBIH OCTaTOK pa3feliuid MEXIYy HACHIIICHHBIM BOJHBIM PacTBOPOM XJIOpHIA Ha-
pus (60 mur) m EtOAc (80 mi), cion paznenuid, BoIHBIH cinoi skcTparupoBamu EtOAc (40 min). O6benuHeH-
HBIE OpPraHUYECKHE CJIOW IIPOMBUIN HACBHIIIIEHHBIM BOJHBIM PACTBOPOM XJIOPHIA HATPHS, CYLIHIIH, (GHIBTPOBAIIH,
KOHIIEHTPUPOBAJIM U OYHIAIHN KOJIOHOYHOH Xpomarorpadueii [cumkarens 4 r, DMASO B IXM ot 0 1o 30% B
Ka4ecTBE JJIIOEHTOB] ¢ momydeHueM (S)-5-amuno-1-(2-((2-((1-(3-xnop-2-hropdenun)-2-ruipoKCHITHI)aMHHO )-
2-0KCOATHI)(IUKIOMPOIIHI ) aAMUHO )-2-0Kkc03Ti)- | H-nHmazomn-3-kapookcamuna (328g) (0,015 r, Berxon 13%) B
BHJie OENIoro TBEPOTo BEIIECTBA;

'H IMP (300 MTI'u, IMCO-dg) 8 8,52 (1, J=7.8 T, 1H), 7,54-7,40 (m, 2H), 7,34-7,22 (m, 3H), 7,21-7,08
(m, 2H), 6,78 (nm, J=8,8, 2,1 I'n, 1H), 5,57-5,39 (M, 2H), 5,14-4,99 (M, 4H), 4,00 (c, 2H), 3,54 (T, J=6, 0 'y, 2H),
3,04-2,90 (m, 1H), 1,01-0,77 (M, 4H);
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"F SIMP (282 MT'n, IMCO-dg) & -121,91;
MC (ES+): 503,4 (M+1), 525,4 (M+Na), MC (ES-): 501,4 (M-1), 537,5 (M+Cl).
Cxema 329
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IMomyuenue (R)-1-(2-((2-((3-(3-xmoprmmpuans-4-ni)-2-propdennn)amuno)-2-okcoatrn)(1-
THIPOKCHIPOIIaH-2-1IT)aMHHO)-2-0KkcoaTri)- 1 H-uanazon-3-kapbokcamuna (329f).

Cramust  1: momyuenue (R)-oTmin-2-((1-((TpeT-OyTHIIMMETHIICHINIT)OKCH ) TPOTIaH-2-1IT)aMIHO )alieTaTa
(329a).

K pactBopy (R)-1-((TpeT-OyrrnaumMeruicunmn)okcu)nponas-2-amuna (314f) (8 r, 42,2 mmons) B TT'® (50
M) ipubaBuiIn THII-2-0pomanierat (45a) (7,06 r, 42,2 mmons), TEA (7,07 mn, 50,7 MMoOITb) U cMeCh TiepeMe-
MIMBAJIN TIPU KOMH. TemTl. B Tedenue 20 4. Cmech BeuTIIIN B Hacki. pactBop NaHCO; (100 mur) u mosydeHHYIO
cmech akcrparupoBann EtOAc (2x80 mur). OO0beIMHEHHbIE OpPraHNYECKHE CJIOW MPOMBUIN HACBIIIEHHBIM BOJI-
HBIM PacTBOPOM XJIOpHIA HATPHS, CYLIIIH, (GUIBTPOBAIH, KOHIEHTPHPOBaNIHN ¢ moxydenueMm (R)-stwmmn-2-((1-
((TpeT-OyTHIIMME THIICHIIIIT ) OKCH ))TIpOoTIaH-2-mi)aMuHo )anerata (329a) (11 1, Beixon 95%) B Bume OGecuBeTHOH
KUIKOCTH;

'H SIMP (300 MI'u, CDCly) & 4,18 (xx, J=7,2, 1,1 T'u, 2H), 3,58-3,33 (M, 4H), 2,83-2,68 (m, 1H), 2,16 (c,
1H), 1,27 (1, J=7,1 I'y, 3H), 0,98 (1, J=6,4 'y, 3H), 0,90 (¢, 9H), 0,05 (xn, J=1,4 I';, 6H).

Cramqus 2: TIOJTy9eHUE (R)-3r-2-(N-(1-((TpeT-0y THIAMME THIIC TN ) OKCH )TIpOoTIaH-2-1i1)-2-(3-
kapOamow-1 H-unnazon-1-mn)aneramumo)anerara (329b).

Peakmmst  (R)-atmn-2-((1-((Tper-Oy THIIAMMETHIICHITIIT ) OKCH ) IpOTIaH-2 -1 )amuHo )arierara  (329a) (2,0 T,
7,26 mmons) ¢ 2-(3-kapoamoni-1H-unnazon-1-mn)ykcycHoit kucioroit (2e) (1,91 r, 8,71 MMoib) 1o MeToauke,
NPUBEJICHHON JUIA CTQAWU 3 CXeMBI 2, naja mociie 00pabOTKHM peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOH
(dmam-xpomarorpadueit [cumukarens 40 r, EtOAc B cMmecu rekcanoB ot 0 1o 100% B kadectBe 3moeHTOB] (R)-
TH-2-(N-(1-((TpeT-0y THIIMMEe THIICHIINIT)OKCH )ITpoTiaH-2-mi)-2-(3-kapbamonn- 1 H-unnazon-1-
nm)areramuao)arerar (329b) (1,5 r, 3,15 mmoins, Beixon 43,3%) B Buze OECIIBETHOH MEHEI;

MC (ES +): 477,5 (M+1), 499,5 (M+Na), MC (ES-): 511,5 (M+Cl).

Cramus 3: momydenne (R)-2-(N-(1-((TpeT-OyTHIIAMETHICHITIII)OKCH )ITpotian-2-mui)-2-(3-kapoamoni-1H-
WHA3011- | -iiT)aneTaMuI0 ) yKCyCHOM KHCIoThI (329¢)

Tumpomuz  cnoxHoro adupa  (R)-31rn-2-(N-(1-((TpeT-0yTHIANMETHIIC I ) OKCH )IpOTIaH-2-1i1)-2-(3-
kapOamoni- 1 H-urnazon-1-mn)aneramumo)anerata (329b) (1,5 r, 3,15 MMOJIB) IO METOJMKE, MPUBEACHHON IS
craqun 2 cxembl 129, gpgan  mocie  oOpabotkm  peakumonHoi  cmecn  (R)-2-(N-(1-((rpert-
OyTHIITMMETHIICHINII)OKCH )ITponaH-2-1i)-2-(3-kapoamoni- 1 H-unazon- 1 -mir)aneraMu0 )yKCyCHYI0  KHUCIIOTY
(329¢) (1,1 1, BeIXOT 78%) B BHIE OEIOTO TBEPIOTO BEIICCTBA;

MC (ES+): 471,5 (M+Na), MC (ES-): 447,4 (M-1).

Cranus 4: momydyenue 3-(3-xnopnupuaua-4-mn)-2-propanmimna (329d).

K nmeraszupoBanHOMy pacTBOpy 3-Opom-2-propanmnuna (282a) (2,415, 12,71 Mmmois), 3-XmopnupuanH-4-
nndopoHoBor KUCHOTH (2,00 1, 12,71 MMOIB) B AMMETHIOBOM 3dupe dTrneHr ko (50 M) npubaBmim pac-
TBOp ruapokapbonara kamms (4,45 1, 44,5 mmonp) B Boae (2,00 mur) ¢ TOCTEAYIONIMM TNPHUOABICHUEM
(Pd(dppf)Cl, (0,930 1, 1,271 Mmmonb) 1 cMech nepememnmBany npu 80°C B Teduenne 17 4. PeaknnoHHyo cMech
OXJIaIWJIM 10 KOMHATHOW TeMmeparypsl, pazdasmau Boxoi (100 mir) u sxcTparupoBaii striaaneratoM (2x100
Mi). OObeTMHEHHBIE OpTraHNYECKUEe CIIOW CYIIWIHN, QUILTPOBAIN, KOHIICHTPHPOBAIA U OYHIIAIA XpoOMaTorpa-
¢ueit [cunukarens 24 T, amonpys EtOAc B cmecu rekcanoB ot 0 1o 50%] ¢ momyduenuem 3-(3-xmoprupuana-4-
win)-2-¢propanununa (329d) (0,189 r, Beixox 7%) B Buze Oestoro TBEpIOTO BEIIECTBA;

'H IMP (300 MTI'u, IMCO-dy) 8 8,75 (1, J=0,6 T, 1H), 8,59 (m, J=4,9 I'ni, 1H), 7,46 (an, J=5.0, 0,6 T,
1H), 6,99 (tn, J=7,7, 0,7 I'u, 1H), 6,93-6,80 (M, 1H), 6,54-6,41 (M, 1H), 5,36 (c, 2H, oomeHuBaromutiics ¢ D,0);

PF SIMP (282 MI'n, JIMCO-dg) & -137,11;
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MC (ES+): 223,2 (M+1).

Cragus 5: MOJTyYeHHE (R)-1-(2-((1-((Tper-OyTrnaumeTmicuii)okcr ) npornan-2-mi)(2-((3-(3-
XJIOPIHPUANH-4-1T)-2-PTOPPEHIIT)aMHUHO ) -2-0KCOITHI ) aMUHO )-2-0Kc0o3THN )- | H-mHmazomn-3-kapbokcamuga
(329¢).

Peakmst  (R)-2-(N-(1-((TpeT-Oy THIIUMETHIICHIIIIT)OKCH )IpOTIaH-2-1i)-2-(3-kap6amomni- 1 H-ungazon-1-
nin)aneramuao)ykcycnoit kucnotsl (329¢) (0,13 1, 0,29 mmonb) ¢ 3-(3-xmoprupuauH-4-mi)-2-hTopaHUITHHOM
(329d) (0,065 1, 0,29 Mmmoib) (45¢) (54 mr, 0,379 MMOTB), IO METOAMKE, IPUBEISHHON JJISI CTAIUU 3 CXEMBI 2,
Jlama mocie oOpaboTKH peakIMOHHONW CMECH M OYHCTKH KOJIOHOYHOH (hidiI-xpomarorpadueii [Cummkaremns, 4 T,
amroupyss  EtOAc B cmecum rekcanoB ot O go 100% B kadectBe amoeHTOB] (R)-1-(2-((1-((Tpet-
Oy THIIIUMETHIICHINIT)OKCH )ITponaH-2-mi)(2-((3-(3-xmopnupuauH-4-ni)-2-h TopdeHrT)aMiuHo ) -2 -
OKCOATHII)aMUHO )-2-0kco3Ti )- 1 H-unmazon-3-kapookcamun (329¢) (0,06 T, Beixon 32%) B Buae OccuBeTHOU
TICHEI,

MC (ES+): 653,6 (M+1), 675,5 (M+Na).

Cramust  6: momyuenne (R)-1-(2-((2-((3-(3-xnopnupuaun-4-ui)-2-Gropdenun)aMuto)-2-okcorTrni)(1-
TUAPOKCUTIPOTIaH-2-1IT)aMUHO)-2-0kcoaThin)- | H-uaaazon-3-kapookcamuna (329f).

Coenunenne 329f momyuamm w3 (R)-1-(2-((1-((TpeT-OyTHIImuMeTHICHITII )OKCH )ITporan-2-mi)(2-((3-(3-
XJIOPIHPUANH-4-1T)-2-PTOPPEHMIT)aMHUHO ) -2-0KCOITHI ) aMUHO )-2-0Kc0odTHN )- | H-mHmazomn-3-kapbokcamuga
(329¢) (0,06 1, 0,092 mmoins) 1 TBAF (0,072 1, 0,276 MMOJB) IO METOIMKE, MPUBEACHHON IS CTAJMH 2 CXEMBI
301. D10 mamo mocie 0O0pabOTKH PEaKIMOHHONW CMECH M OYMCTKH (idmI-xpomarorpadueii [cuimukarenb 4 T,
DMA8O B AXM, or 0 mo 40% B kadectBe »smioeHTOB] (R)-1-(2-((2-((3-(3-xmopmupuana-4-mmn)-2-
¢dropdenn)amuno)-2-0kcoa T )( | -THAPOKCUIIPOIIAH-2-HIT)aMHHO)-2-0Kcoa T )- 1 H-nnnazon-3-kapbokcamu g
(329f) (0,035 r, BBIXOA 71%) B BHIE OEIOTO TBEPOTO BEIICCTBA;

'H SIMP (300 MI', IMCO-dg) (cMech ABYX pOTAaLHOHHEIX m3oMepoB) & 10,35 u 10,02 (2¢, 1H), 8,81 u
8,79 (2¢c, 1H), 8,69-8,59 (m, 1H), 8,21-8,12 (M, 1H), 8,02 (1, J=7,7 I'nu, 1H), 7,72 u 7,68 (2¢, 1H), 7,62-7,09 (M,
7H), 5,75-5,57 n 5,53-5,46 (2m, 2H), 5,43 u 4,83 (21, J=5,4 'y, 1H) 4,61-4,40 u 4,30-4,18 (2™, 1H), 4,19 u 3,97
(2m, J=16,6 I', 2H), 3,58-3,42 (M, 2H), 1,19 u 1,04 (2x, J=6,9 ', 3H);

PF SIMP (282 MI'n, IMCO-de) & -126,30, -126,74;

MC (ES+): 539,4 (M+1), 561,5 (M+Na), MC (ES-): 537,5 (M-1), 573,5 (M+Cl).

Cxema 330
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHHO )-2-0KCOITHI)-6-
runpokcu- 1 H-unnazon-3-kapookcamuna (330b).

Cranus 1: momyuyenue 2-(3-kapbamoun-6-ruapokcu- 1 H-urna3on- 1 -mn)ykcycHoit kucioTsl (330a).

Peaxums Tper-OyTun-2-(3-kapbamonn-6-runpoxcu-1 H-nanazon-1-nm)anerara (301e) (50 mr, 0,172 mmonns,
ceIpoil) ¢ 2,2,2-tpudropykcycHor kucinoToit (0,2 i, 2,57 MMOJB) IO METOAMKE, PUBEICHHOW I CTaluu 2
cXeMbl 2, nama mocie o00paboTKM peakuuoHHOW cMecu 2-(3-kapOamomi-6-ruapokcu-1H-unnazon-1-
WIT)YKCYCHYIO KucioTy (330a), KOTOpYIO UCTIONIb30BAIN B TAKOM BHIE Ha CIICIyIOUIeH CTaJny.

Cramuss 2: monyuenue 1-(2-((2-((3-xmop-2-hTopOeH3mIT)aMUHO )-2-0KCOITHI ) ( IAKIOTIPOTIHII ) aMHHO )-2-
O0KCO3THN)-6-ruapokcu- 1 H-unnazon-3-kapdokcamuna (330b).

Peaxmust 2-(3-kapbamomin-6-ruapoxcu-1 H-unmazon-1-mn)ykcycrnoit kuciotsr (330a) (0,172 MMoIb, chipast)
¢ N-(3-xmop-2-pTopdensmn)-2-(muxonponmwiaMuno ))aneramuaom (0,066 T, 0,26 mmoie) (10b) mo mertomuke,
MIPUBEJICHHON U1 cTaguu 3 cXeMmbl 2, Jana Tmociie 00paOOTKH peaKIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
¢mm-xpomaTorpaduei [cunmukarenb, amoupys auxiopmeran/meranon (ot 1:0 mo 92:8)] 1-(2-((2-((3-xmop-2-
(hTopOeH3MIT)aMITHO )-2-0KCOATHI ) (IIUKJIOTPOIIHII )JaMHIHO )-2-0KCOATHN )-6-ruapokcu- 1 H-nanazon-3-kapbokcamusg
(330b) (26 mr, 32% 3a mBE cTaguMu) B BUIC OCIIOTO TBEPOTO BEIICCTBA C METAJUTUYCCKAM OTTCHKOM;

'H SIMP (300 MI', JIMCO-de) & 9,80 (c, 1H), 8,50 (t, J=5,8 T'u, 1H), 7,96-7,87 (M, 1H), 7,59 (c, 1H),
7,50-7,38 (m, 1H), 7,32-7,19 (M, 2H), 7,13 (T, J=7,9 ', 1H), 6,84-6,75 (M, 2H), 5,50 (c, 2H), 4,33 (n, J=5,7 'L,
2H), 3,98 (c, 2H), 3,11-2,96 (m, 1H), 1,00-0,85 (m, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES-): 472,4 u 474,5 (M-1).
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Cxema 331
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[Moxyuenne (R)-1-(2-((2-((2'-xsop-2-¢pTop- [1 1 61/1(1)61{1/1)1] 3-1J1)aMHHO)-2-0KCOATII)( 1 -ruApOKCHUTIpOTIaH-
2-MI1)aMUHO)-2-0KCO3TH)-5-HuTpo- 1 H-nHna3on-3-kapookcamuna (331b).

Cramus 1: nomyuyenne (R)-1-(2-((1-((TpeT-OyTHIIUMETHIICHIMI)OKCH )ITponaH-2-mi)(2-((2'-xmop-2-¢rop-
[1,1'-6udenmn]-3-mr)aMuHO)-2-0KCOITHIT)aMHHO )-2-0KCOATHN )-5-HUTpo- | H-uHna3on-3-kapbokcamuaa (331a).

Coenunenrie 331b momydamu w3 (R)-2-(1-(TpeT-OyTHIIUMETHIICHIMIIOKCH ) IPOTIaH-2-MIaMUHO )-N-(2'-
xyop-2-propobudennn-3-mnaneramuna (314g) (1,00 r, 2,22 mmoms) mo peakiuu ¢ 2-(3-kapoamMoum-5-HATPO-
1H-unna3zon-1-un)ykcycHon kuciotoi (267d) (703 mr, 2,66 MMOJIb) TIO METOAMKE, TIPUBEIEHHOM JIJISl CTaauu 3
cXeMbl 2. DTO -ajo mociie o0pabOTKH PEakIMOHHONW CMECH W OYHCTKH KOJIOHOYHOW (idmi-xpomarorpadueit
[cmnukarens, 24 1, smoupys sTHianerar/meranon (9:1) B cmecu rekcanoB ot 0-100%] (R)-1-(2-((1-((Tpert-
Oy THIITUMETHIICHIIT)OKCH )ITponaH-2-ni)(2-((2'-x1op-2-rop-[ 1, 1'-Ondennn]-3-mr)amMuHo)-2-
OKCO3THII)aMHHO)-2-0KCOATII)-5-HUTpO- 1 H-nHnazon-3-kapookcamun (331a) (494 wmr, Beixon 32%) B BHIE Kell-
TOTO TBEPJOT'O BEIIECTBA;

MC (ES+): 697,7 M+1), 719,5 (M+Na); MC (ES-): 695,5 (M-1).

Cramus  2: momywenue  (R)-1-(2-((2-((2'-xmop-2-drop-[1,1"-Oudennn]-3-mr)amMmuno)-2-okcortin)(1-
THIPOKCUIPOIIaH-2-HIT)aMUHO )-2-0KCO3THI)-5-HuTpo- 1 H-nnmazon-3-kapookcamuna (331b).

Coenunenwne 33 1b momyqanu u3 (R)-1-(2-((1-((TpeT-O0y THIIUMETHIICHITIIT ) OKCH )ITporiaH-2 -1 ) (2-((2'-xmop-
2-prop-[1,1'-6ncennn]-3-nm)aMuHO )-2-0KCOITHIT ) aMHHO )-2-0KCOATHI)-5-HUTpOo- 1 H-unmazon-3-kapbokcamuga
(331a) (106 wmr, 0,15 mmomns) u TBAF (60 mr, 0,228 MMOJIB) TIO METOIHKE, IPUBEACHHOMN ISl CTAAWH 2 CXEMBI
301. Dto mano mocie oOpabOTKH PEAKIIMOHHOW CMECH M OYHMCTKH (hidmi-xpomarorpadueii [rmepBas KOJOHKA;
cunukarens 12 r, amoupys metanonoMm B JIXM ot 0-100%; BTOpast KOJIOHKA, CHIIMKAreib 12 T, SIONpYys dTHI-
arerat/mMeranon (9:1) B cmecu rekcanoB ot 0-100%] (R)-1-(2-((2-((2'-xmop-2-¢prop-[1,1'-6udennin]-3-
WJT)aMHHO)-2-0KcO3THT)( 1 -ruapoKcuporan-2-mi)aMiHO ) -2-0KCOITIIT)-5-HUTpo- 1 H-unnaszon-3-kapbokcamun
(331b) (61 mr, BEIXOT 69%) B BHIC OSIIOTO TBEPOTO BEIICCTBRA;

'H IMP (300 MI', IMCO-dg, cMech nByX poTtannoHHBIX M3oMmepoB) & 10,30 u 9,95 (2¢, 1H, oOmenm-
Batonmiics ¢ D,0), 9,08-9,03 (M, 1H), 8,33 (an, J=9,3, 2,3 I'n) u 8,22 (uxm, J=9,3, 2,3 I'n) (2ax, 1H), 8,15-7,91
(M, 2H, oobmenuBaromuiics ¢ D,O 1H), 7,82 (1, J=9,3 T'm) u 7,73 (1, J=9,3 I'n) (2x, 1H), 7,68 (ym. c., 1H, oome-
HuBaromuiics ¢ D,0), 7,64-7,56 (m, 1H), 7,54-7,37 (M, 3H), 7,32 (1, J=7,9 I'n) u 7,23 (1, J=7,9 T'm) (21, 1H),
7,19-7,03 (M, 1H), 5,92-5,69 (M, 1H), 5,61 (c, 1H), 5,42 (1, J=5,6 T'n) u 4,83 (1, J=5,5 ') (21, 1H, oOMeHMBat0-
mmtics ¢ D,0), 4,61-3,90 (M, 3H), 3,65-3,45 (M, 2H), 1,21 (7, J=6,5 I'n) u 1,04 (7, J=6, 9 T'm) (21, 3H);

PF SIMP (282 MTI', IMCO-de) & -126,53, -126,90;

MC (ES+): 583,4 (M+1), 606,4, 607,4 (M+Na); MC (ES-): 581,5, 583,5 (M-1).

Cxema 332
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[Moxyuenne (R)-1-(2-((2-((3-xmop-2-¢pTop-5 —Mop(bonI/IHO6eH3Hn)aMHHO)-2 -okcoatun)(1-ruapoxcunponan-
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2-mi1)aMuHO)-2-0kcoaTwin)- 1 H-unnazon-3-kapookcamuna (332c¢).

Cranus 1: momyaenue (R)-1-(2-((1-((TpeT-Oy THIAIUMETHICHINIT)OKCH )IponiaH-2-1i1)(2-((3-xsop-2-¢pTop-5-
MOP(OTMHOOCH3MIT)aMUHO )-2-0KCOITHI )aMHUHO )-2-0KcodTHI )- | H-mHnazomn-3-kapbokcamuaa (332b).

Peakmst  (R)-2-(N-(1-((TpeT-Oy THIIIUMETHIICHIIII)OKCH )IIpOTIaH-2-1i)-2-(3-kapoamomni- | H-ungazon-1-
Wn)anerTaMuao)ykcycHo  kmenotrel  (329¢) (100 wmr, 0,223 wmmome) ¢ (3-xyop-2-¢Top-5-
MopdomrHOoheHm)MeTaHaMuH Trapoxopuaom (332a) (0,063 , 0,223 MMOJIB, TTOJTYYIEHHBIH TI0 METOTY, TIPUBE-
neaHomy Altmann, Eva et al. B mexnmynapoano#t myonukamuu PCT (2012), WO 2012093101) mo meroauke,
MIPUBEICHHON IS cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peaKkIMOHHOW CMECH W OYHCTKH KOJOHOYHOH
(dmam-xpomarorpadueit [cunukarens, 4 T, amoupyst DMASO B IXM ot 0 no 30% B kauectBe moeHToB] (R)-1-
(2-((1-((TpeT-Oy THIANMETHIICHIIIIT )OKCH ) TponaH-2-1i)(2-((3-xmop-2-¢pTop-5-MophonrHoOe H3UIT)aMUHO ) -2 -
OKCOATHII)aMUHO )-2-0kco3Ti )- 1 H-unmazon-3-kapookcamun (332b) (100 mr, BeIX0q 66%) B Buae OccBEeTHOU
TICHEI,

MC (ES-): 673,6 (M-1).

Cramus  2: momyderme  (R)-1-(2-((2-((3-xmop-2-¢dTop-5-MopdoarnHOOEeH3MIT)aMIUHO )-2-0KcoaTHIT)(1-
TUAPOKCUTIPOTIaH-2-H1IT)aMUHO)-2-0kcoaThi)- | H-uaaazon-3-kapookcamuna (332c).

Coenunenne 332¢ momydanu u3 (R)-1-(2-((1-((TpeT-0yTHIIIUMETHIICHITIIT ) OKCH )ITportaH-2 -1 )(2-((3-xmop-
2-(prop-5-MopPOTUHOOEH3NIT)aMHHO )-2-0KCOITHIT ) aMHHO )-2-0KcOdTIIT)- | H-uamazon-3-kapbokcamuga  (332b)
(100 wmr, 0,148 mmoup) 1 TBAF (0,077 1, 0,296 MMOJIb) IO METOAMKE, TPUBEACHHON A1 cTamuu 2 cxembl 301.
D10 fano mociie 00pabOTKH PEAKIIMOHHON CMECH W OYUCTKH (hidiI-xpomarorpadueit [cunmkarens 4 T, DMASO
B [IXM, ot 0 mo 40% B xauectBe >mioeHTOB] (R)-1-(2-((2-((3-x1m0p-2-PTOp-5-MOpPOIMHOOSHINIT)aMITHO )-2-
okcodTI )( 1 -THapOKCUIIPONIaH-2-11)aMUHO )-2-0Kco3THN )- | H-namazon-3-kapbokcamuy (332¢) (66 Mr, BbIXOX
79%) B BUE 0€JOTO TBEP/IOTO BEIECTRA;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX pOTALHOHHBIX H30MepoB) & 8,82 u 8,58 (21, J=5,9 ', 1H),
8,21-8,14 (M, 1H), 7,76-7,17 (M, 5H), 7,03-6,63 (M, 2H), 5,70-5,55 u 5,44-5,34 (2m, 2H), 5,50 u 4,81 (2T, J=6,0
I'u, 1H), 4,49-3,12 (M, 11H), 3,05-2,94 u 2,81-2,71 (2m, 4H), 1,17 (1, J=6,5 T'r) u 1,00-0,94 (m) (3H);

PF SIMP (282 MI'n, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & -134.26, -135,26;

MC (ES-): 595,5 (M+CI).

Cxema 333
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[Monyuenne 2-(3-anetun-5-(6-mopdonmmHommpuArH-3-1)- | H-urnazo:- 1 -wmm)-N-(2-((3-xmop-2-

(hropOeH3MIT)aMHUHO )-2-0KCcOoATHI )-N-ITuKIonponmianeTamuaa (333a).

Peakmmst  2-(3-ametun-5-6pom-1H-urmazomn-1-um)-N-(2-((3-xm0p-2-GTopOeH3MIT)aMUHO )-2-0KCOITHI )-N-
nukionpormianetamuna (158a) (0,12 r, 0,224 mMMonb) ¢ 6-MOpGOIMHOMUPUANH-3-HIOOPOHOBOW KHUCIOTOH
(0,056 T, 0,269 MMoOJIB) TIO METO/IMKE, IPUBEACHHON Ha cxeMe 78, mana mocie 00paboTKH peaKIIMOHHOW CMeCH U
OYMCTKH OOpaleHHO-(a3Hoil KoIOHOYHOW Xxpomatorpaduu [cunmkarens 50 T, aneronutpun B Bome (0,1%
T®K) ot 0 no 50% B kauectBe amoeHTOB] 2-(3-aueTHi-5-(6-MopdoarnHOnHpHIUH-3-1i)- 1 H-nanazon-1-mr)-N-
(2-((3-xmmop-2-propoeH3m)aMuHO )-2-0kco3Ti )-N-1knonpomwianeramun (333a) (0,055 r, Beixog 40%) B BH-
Jie 6eJI0T0 TBEPAOTO BEIECTBA;

'H SIMP (300 MI'n, JIMCO-de) & 8,53-8,45 (m, 2H), 8,31-8,29 (M, 1H), 7,93 (w1, J=8,8, 2,6 I'n, 1H), 7,81-
7,70 (m, 2H), 7,49-7,41 (m, 1H), 7,27-7,18 (M, 1H), 7,14-7,05 (m, 1H), 6,97 (&, J=8,9 I'n, 1H), 5,78 (c, 2H), 4,34
(m, J=5,7 I'u, 2H), 4,00 (c, 2H), 3,78-3,68 (M, 4H), 3,55-3,46 (M, 4H), 3,20-3,07 (M, 1H), 2,63 (¢, 3H), 1,10-0,98
(M, 2H), 0,98-0,85 (M, 2H);

PF SIMP (282 MTI't, IMCO-dg) & -121,58;

MC (ES+): 619,0 M+1), 641,5(M+Na).
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Cxema 334
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IMomyuenue 2-(3-auermn-5-(6-(4-mMeTunanunepasus- 1 -mn)nupuauH-3-ui)- 1 H-uagazon- 1 -wmm)-N-(2-((3-

XJT0p-2-PpTOpOSH3MIT)aMHHO)-2-0Kc0o3TIIT )-N-IIuKionponuianeramuia (334a).

Peakmms  2-(3-anermn-5-6pom-1H-nnnazon-1-mm)-N-(2-((3-x10p-2-propOeHsm)aMiHo)-2-0KcodTri)-N-
mukonpormaneramuaa (158a) (0,12 r, 0,224 mmoins) ¢ 6-(4-MeTunnuIepasut- 1 -1i1) TIpUINH-3 -HI00pOHOBOH
kucnotsl ruapoxsopunom (0,058 r, 0,224 MmoInb) o MeToMKe, IPUBEICHHON Ha cxeme 78, nana mocie obpa-
0OTKM PEaKIMOHHONH CMECH W OYMCTKH oOparmeHHO-(pa3HOW KOJIOHOYHOHW xpomaTtorpadum [cuimmkarens 50 T,
Aneronutpui B Boge (0,1% TPK) ot 0 mo 50% B xagecTse 3moeHTOB] 2-(3-aneTni-5-(6-(4-metunmunepasus-1-
un)napuani-3-mn)- 1 H-uanazon-1-nm)-N-(2-((3-xmop-2-GTopOeH3 I )aMUHO )-2 -OKCOITHIT ) -N-
muknonpormianetamuy (334a) (0,033 r, Berxox 23%) B Buae 6€70T0 TBEPAOTO BEUIECTBA;

'H AMP (300 MI'ty, IMCO-de) & 8,54-8,45 (m, 2H), 8,33-8,27 (M, 1H), 7,90 (1, J=8,9, 2,5 I', 1H), 7,80-
7,69 (m, 2H), 7,50-7,41 (m, 1H), 7,27-7,19 (M, 1H), 7,15-7,06 (M, 1H), 6,98 (x, J=8,8 I'i, 1H), 5,78 (c, 2H), 4,34
(m, J=5,7 I'u, 2H), 4,00 (c, 2H), 3,58 (tm, J=12,7, 11,0, 4,4 I'y, 4H), 3,21-3,07 (m, 1H), 2,63 (c, 3H), 2,53 (ym.c,
4H), 2,30 (c, 3H), 1,10-0,98 (m, 2H), 0,98-0,85 (M, 2H);

F SIMP (282 MI'n, JIMCO-dg) & -121,58;

MC (ES+): 632,6 (M+1), 654,6 (M+Na); MC (ES-): 666,6 (M+Cl).

Cxema 335
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFLIT ) aMIHO )-2-OKCOITHI)-5-
ruapokcu- 1 H-unnazon-3-kapbokcamuna (335b).

Cramus 1: momyuenue 2-(3-kapbamonn-5-ruapokcn-1 H-nanazon-1-nm)ykcycHol kucioTsl (335a).

Peakmmst  Tper-OyTHn-2-(3-kapdbamonn-5S-ruapokcu-1H-unnazon-1-um)anerata  (214b) (260 wmr, 0,89
MMoIb) ¢ 2,2,2-Tpudropykcycnoit kuciotoit (1,03 mu, 13,39 MMoib) 0 MeTOqMKE, TPUBEACHHON /TSI CTa UK 2
cXeMbl 2, nama mocie 00paboTKM peakuoHHOW cmecu 2-(3-kapOamomi-S-ruapokcu-1H-unnazon-1-
WIT)YKCYCHYIO KHCIIOTY (335a), KOTOpYIO UCTIONIb30BAIN B TAKOM BHJIE Ha CIICIyIOUIeH CTaJny.

Cragus 2: monyuenue 1-(2-((2-(3-xmop-2-hTopOeH3MIAMUHO)-2-0KCOA T )( IUKIOMPOIIHI )aMUHO )-2-
OKCOATHN)-S-THapokcH-1 H-unmazon-3-kapbokcamuma (335b).

Peaxmms 2-(3-kapbamounn-5-ruapokcn-1 H-uanazon-1-nm)ykcycHort kuciotsl (335a) (210 mr, 0,89 Mmois,
ceipas) ¢ N-(3-xi0p-2-dTopoenswmn)-2-(IuKinonponuiaMuHo )arieramuaom (10b) (344 mr, 1,34 MMOITb TIO METO-
JIMKe, TIPUBEJICHHOW I CTaJANH 3 CXeMbl 2, Jana mocje o0padoTKH PEaKIMOHHON cMeCH M OYMCTKH KOJIOHOY-
HOM (dmI-xpoMarorpadueit [cummkaresb, dmoupys auxiaopmeran/metanon (ot 1:0 mo 19:1)] 1-(2-((2-(3-xop-
2-propOeH3nIaMuHO )-2-0KCOITHI ) (IIUKIIOTIPOITHI ) aMHIHO )-2-0KCOATHII)-5 -Tuipokcu- | H-mHmazou-3-
kapOoxcamuz (335b) (101 mr, 24%) B Buze 0e0TO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI', JIMCO-de) & 9,36 (c, 1H), 8,49 (t, J=5,9 T'u, 1H), 7,57 (¢, 1H), 7,51-7,42 (m, 3H),
7,28-7,18 (M, 2H), 7,12 (ta, J=7,9, 1,0 I'n, 1H), 6,92 (ax, J=9,0, 2,4 I'u, 1H), 5,57 (c, 2H), 4,33 (n, J=5,7 I'y,
2H), 3,98 (c, 2H), 3,13-2,92 (m, 1H), 1,03-0,80 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,58;

MC (ES+): 496,3 u 498,3 (M+Na); MC (ES-): 472,4 u 474,4 (M-1).

- 239 -



039719

Cxema 336
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IMomyuenue 5-xn0p-1-(2-((2-(3-x5m0p-2-PpTOpOEH3NIAMHHO)-2-0KCOITHII ) (LIKJIOTPOIINII)-aMHHO ) -2 -
okcoatmn)- 1 H-uanazon-3-kapookcamuna (336b).

Cramus 1: momydenue Tpet-0yTui-2-(5-xmop-3-nmano- 1 H-unmazon-1-mm)amnerara (336b).

Peaktmst  5-xmop-1H-urnazon-3-kapbonutpmwna (336a) (500 wmr, 2,67 MMonb) ¢ TpeT-OyTHI-2-
opomarnerarom (0,474 M, 3,21 MMOJIB) IO METOIMKE, IPUBEACHHON JUIa cTamuu 1 cxemsl 43, mama mocie oopa-
OOTKM PEaKIMOHHOW cMecH TpeT-0yThin-2-(5-xmop-3-nmuano- 1 H-unmazon-1-mm)anerar (336b) (1,013 1) B BHIE
KOPHUYHEBOTO TTOIYyTBEPAOTO BEIIECTBA, KOTOPOE NCIOIH30BAIH B TAKOM Buie Ha cienyromeii cragun. MC (ES-
):290,4 1 292,3 (M-1).

Cranus 2: nomxydenue 2-(5-xaop-3-unano-1H-uanazon-1-mn)ykecycnoit kuciots! (336¢).

Peaxums tper-0yTHi-2-(5-xsop-3-mmano- 1 H-nanazon-1-mn)anerara (336b) (0,779 1, 2,67 MMOIIb, CHIPOI)
¢ 2,2,2-tpudropykcycHoit kucnoroi (2,06 mit, 26,7 MMOJIB) IO METOIUKE, TIPUBEACHHON AJIS CTAUH 2 CXEMBI 2,
Jana mocie oopaboTKu peakIoHHON cMmecu 2-(5-xiop-3-nmano- 1 H-urnas3on-1-mn)ykcycHyro kucioty (336¢),
KOTOPYIO HCITOJTF30BANIM B TAKOM BHJE Ha CIICAYIOIIEH CTaANN.

Cramus 3: nomydenue N-(2-(3-xmop-2-GTopOeH3UITAMHUHO )-2-0KCOITHI )-2-(5-X10p-3-1tmano- 1 H-uagazorn-
1-un)-N-muknonponunaneramusa (336d).

Peaxmmst 2-(5-xsop-3-nmano- 1 H-unnazomn-1-mn)ykcycnoit kuciotsr (336¢) (0,629 r, 2,67 MMoib, Chipas) ¢
N-(3-x50p-2-propdensmn)-2-(nuknonponmiaMuHo JaneramugoM (10b) (0,82 r, 3,20 MMomb) IO METOTUKE, TIPH-
BEJICHHOW ISl CTaIuU 3 CXEMBI 2, mana mocjae 00paboTKH pEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpomarorpadueii [cuiamkarens ¢ cMech rekcaHos/10% metanon B stunanerate (ot 1:0 go 1:1)] N-(2-(3-x0p-2-
(TopOeH3NIaMHIHO)-2-0KCoTHI)-2-(5-X510p-3-11ano- | H-nHnazo:1- 1 -mm)-N-nuxnonponmnaneramuy (336d) (479
Mr, 38% 3a TpU cTazuM) B BUZE HKEJITOTO TBEPJOTO BEIIECTBA;

'H IMP (300 MTI'ti, IMCO-dg) & 8,47 (1, J=5,9 T, 1H), 8,06 (1, J=1,9, 0,7 Ty, 1H), 7,89 (am, J=9,1, 0.8
I'y, 1H), 7,60 (u, J=9,0, 1,9 I'u, 1H), 7,50-7,42 (M, 1H), 7,25-7,18 (M, 1H), 7,13-7,07 (M, 1H), 5,81 (c, 2H), 4,33
(m, J=5,7 T'y, 2H), 3,97 (¢, 2H), 3,16-2,98 (M, 1H), 1,08-0,82 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,57;

MC (ES+): 474,4 (M+1).

Craaus 4: HOIy4YeHue 5-xyop-1-(2-((2-(3-x50p-2-hTOpOEH3NIAMHHO)-2-OKCOITHII )-
(IIMKJTOTIPOTTHIT ) aMHUHO )-2-0KcodTHN ) - | H-manazomn-3-kapbokcamuaa (336¢).
Peaxtmst N-(2-(3-x50p-2-pTopdbeH3mIaMuHo)-2-0kco3ThN )-2-(5-x510p-3-1ano- | H-urmazomn-1-wmm)-N-

nukonpormianetamuna (336d) (369 mr, 0,778 mmons) ¢ mepokcuaoM Bogopona (0,275 mm, 3,11 MMoms) 1o
METOJIMKEe, TPUBEIEHHOW Ha cxeMme 65, nmama mocie oOpadOTKH PEaKIMOHHONW CMEeCH M OYHCTKH KOJOHOYHOH
(m-xpomarorpadueil [crmkarens ¢ cMeck rekcanos/10% meranon B atmnanerate (ot 1:0 mo 1:1)] 5-xmop-1-
(2-((2-(3-x0p-2-PTOPOESHIMITAMHHO )-2-0KCOITHII )-( T KIIOTIPOTIFIT ) aMHHO )-2-0KcodTi)- | H-nagazon-3-
kapOokcamuy (336e) (197 mr, 51%) B Buae 6e0ro TBEpAOTO BEIICCTBA;

'H SIMP (300 MI'n, IMCO-dg) & 8,50 (t, J=5,8 T', 1H), 8,16 (mx, J=2,1, 0,7 T', 1H), 7,82 (c, 1H), 7,73
(mm, J=9,0, 0,7 I', 1H), 7,50-7,42 (m, 3H), 7,26-7,17 (m, 1H), 7,11 (tm, J=7,8, 1,0 I'n, 1H), 5,68 (c, 2H), 4,33 (x,
J=5,7Tn, 2H), 3,98 (¢, 2H), 3,14-2,93 (M, 1H), 1,05-0,81 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,56;

MC (ES+): 514,3 u 516,3 (M+Na); MC (ES-): 490,3 (M-1).
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Cxema 337
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[oxyuaenne (R)-1-(2-((2-((6-6poMmmpuanH-2-1I1)aMHHO)-2-0KCOITHI)( 1 -ruapoKcHIIpoTaH-2-1iT)aMHHO ) -2 -
okcoaTn)- 1 H-urnazon-3-kapookcamuna (337d).

Cranus 1: momyuerue N-(6-OpommupuanH-2-mn)-2-xnopaneramuaa (337a).

Coenunenne 337a nomyyanu u3 6-OpomnupuanH-2-amuHa (2a) (2 T, 11,56 MMOIIb) M XJIOpaLETHIIXIIOPHIA
(1,852 ™M, 23,12 MMoITB), IO METOIMKE, IPUBEACHHON I cTaguu 1 cxeMbl 35. D10 mano mocie o0paboTKu pe-
aKIIMOHHOW CMECH W OYHMCTKH KOJIOHOYHOH (hmami-xpomarorpadueii [crmmkarens 40 T, EtOAc-rekcan ot 0 mo
40% B KauecTBE 3IOCHTOB]| ¢ momydeHneM N-(6-OpommupuauH-2-mi)-2-xiaopanetamuna (337a) (2,3 r, BeIXox
80%) B Buzie 6€7I0TO TBEPAOTO BEUICCTRA;

'H AMP (300 MI', IMCO-dg) 8 11,19 (c, 1H), 8,06 (am, J=8.2, 0,7 ', 1H), 7,86-7,67 (m, 1H), 7,39 (ux,
J=7,7,0,7T'n, 1H), 4,34 (c, 2H).

Cramus 2: monydenue (R)-N-(6-6pommmpuama-2-ui)-2-((1-((TpeT-0yTHIITUMETHIICHITHI)OKCH ) ITPOTIaH-2 -
win)amuHO )aneramuna (337b).

Coenunenne 337b nomyyanu u3 N-(6-0pomnupuant-2-mn)-2-xaopaneramuaa (337a) (0,5 T, 2,0 Mmmois) u
(R)-1-((rper-OyTrnanmernicunun)okcu)npomnan-2-amuHa (314f) (0,38 T, 2,0 MMoIb) 1O MeTOJMKE, TIPUBEICH-
HOW Jutst cTamuu 1 cxemsbl 35. D10 nano mocie 00pabOTKU PEaKIIMOHHON CMECH M OYUCTKH KOJIOHOYHOM (hIdII-
xpomarorpadueii [cunukarens 24 1, EtOAc-IXM ot 10 mo 100% B kadectBe smroeHTOB] (R)-N-(6-
opommpuanH-2-11)-2-((1-((TpeT-0y THIIMME THIICHIIHIT )OKCH )ITponaH-2-mir)amuHo )anetamun (337b) (0,5 r, BBI-
x07 62%) B BHIE T'yCTOTO CHPOTIA;

'H AIMP (300 MI'w, IMCO-dg) & 10,51 (c, 1H), 8,10 (un, J=8,2, 0,7 T'n, 1H), 7,74 (1, J=7,9 I'n, 1H), 7,34
(nn, J=7,7, 0,7 I'u, 1H), 3,44 (1, J=5,8 ', 2H), 3,41-3,37 (M, 1H), 3,35 (c, 2H), 2,66 (x, J=6,1 ', 1H), 0,94 (x,
J=6,4 ', 3H), 0,85 (c, 9H), 0,03 (c, 3H), -0,00 (c, 3H);

MC (ES+): 402,4, 403,3 (M+1), MC (ES-): 436,3, 438,4 (M+ClI).

Cramqus 3: TIOJTyICeHUE (R)-1-(2-((2-((6-6pommupuIuH-2-11)aMUHO )-2-0Kco3 T ) ( 1-((TpeT-
Oy THIIIMMETHIICHITIIT )OKCH )TIPOTIaH-2-FJT)aMHIHO )-2 -0kcodTiin)- | H-namazon-3-kapookcamua (337¢).
Peaxius (R)-N-(6-6pommmupuun-2-wi)-2-((1-((TpeT-0y THIANME TUIICHITHIT ) OKCH ) IPOTIaH-2 -

wi)amuHo)areramuaa (337b) (200 mr, 0,50 mmoins) ¢ 2-(3-kapbamomni-1H-urnazomn-1-un)ykcycHOW KHCIOTOH
(2e) (163 wmr, 0,75 MMOJIb) IO METOJUKE, IPUBEICHHON Ul CTaAMU 3 CXEeMBI 2, 1aja rnocjie o0padoTKH peaKiu-
OHHOHM CMECH M OYUCTKHM KOJIOHOYHOW (mm-xpomarorpadueit [cumuikarens 12 r, DMASO B IXM ot 0 1o 20%
B KauecTBe SIIOEHTOB] (R)-1-(2-((2-((6-6pommmpuanH-2-nin)aMuHo)-2-okcoati)(1-((Tper-
Oy THIITUMETHIICHITIIT )OKCH ) TIPOTIaH-2-FJT)aMHIHO )-2-0KcoaTH)- | H-uamazon-3 -kapookcamun (337¢) (0,19 1, BBI-
X011 63%) B Bue OSCIIBETHOM MEHBI,

MC (ES+): 603,5, 605,5 (M+1), MC (ES+): 601,5, 603,5 (M-1).

Cramus 4: monydenne (R)-1-(2-((2-((6-OpoMmuapuanH-2-1i1)aMUHO)-2-0KcodTH )( 1 -TuapoKCcHTIponan-2-
WJT)aMUHO )-2-0kcodTud)- 1| H-uanazon-3-kapookcamuma (337d).

Coenunenre 337d momydamun w3 (R)-1-(2-((2-((6-OpoMmupuanH-2-1i1)aMHUHO )-2-0kcod T ) (1-((Tpet-
OYTHIIAMMETHIICUITIIT ) OKCH ) IPOTIaH-2 -1 )aMUHO )-2-0kc03Tmin)- | H-uaaaszon-3-kapookcamuna  (337¢) (0,07 1,
0,12 mmomnp) u TBAF (0,061 r, 0,232 MMOMB) IO METOJMKE, MPUBEICHHON st ctaauu 2 cxemsl 301. Dto mano
nocyie 00pabOTKH PeaKIMOHHOW CMECH W OYUCTKH (unI-xpoMatorpadueii [cmmmkarens 4 1, DMASO B IXM,
or 0 mo 30% B KkauectBe omoeHTOB] (R)-1-(2-((2-((6-OpommmpuanH-2-nin)aMuHo)-2-okcodTri)(1-
THIIPOKCUIIPOIIaH-2-HIT)aMUAHO)-2-0Kkc03Tw)- | H-nraazon-3-kapookcamun (337d) (0,038 r, Bexoq 67%) B BUIE
0eIoro TBEpAOro BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) (cMech ABYX pOTanHoHHBIX u30MepoB) & 11,19 u 10,90 (2¢, 1H), 8,21-8,12
(M, 1H), 8,02 u 7,99 (2¢, 1H), 7,86-7,17 (m, 7TH), 5,75-5,57 (m) u 5,45 (c, 2H), 5,35 u 4,77 (21, J=5,5 'y, 1H),
4,56-4,36 m 4,21 (2m, 1H), 4,151 3,93 (271, J=16,7 I's, 2H), 3,59-3,39 (M, 2H), 1,17 1 1,00 2z, J=6,9 I'n, 3H);

MC (ES+): 489,3,491,3 (M+1), 511,3, 513,3 (M+Na), MC (ES-): 487,3, 489,3 (M-1).
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Cxema 338
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IMomyuenue (R)-1-(2-((2-((2-dTop-3-(3-MeTmmupuuH-2-1i1) heHUIT)aMHHO )-2-0KcOo3THIT ) (1 -

THIPOKCHIIPOIIaH-2-H1IT)aMHHO)-2-0KkcoaThi)- 1 H-urnazon-3-xapookcamuna (338c).

Cramust  1: momyuenue (R)-1-(2-((1-((Tper-OyTHianmeTHIICHIIIIT)oOKCH)Tponia-2-ui)(2-((2-grop-3-(3-
METHITHPUINH-2 -1 ) (DEHUIT)aMIHO ) -2 -0KCOITHIT )aMUHO )-2-0Kco3 T )- | H-unnazon-3-kapbokcamuna (338b).

Peakmst  (R)-2-(N-(1-((Tper-Oy THIIIUMETHIICHUIIIII)OKCH )IpOTIaH-2-1i)-2-(3-kapoamomni- 1 H-ungazon-1-
nin)aneramuao)ykcycHou kumenotsl (329¢) (0,1 r, 0,22 MMoinb) ¢ 2-GpTop-3-(3-METUITUPHUINH-2-HIT)aHIITHHOM
(338a) (0,045 r, 0,22 MMOJB, TTONYIEHHBIM IO METOAY, MpUBeaecHHOMY Altmann, Eva et al. B MexmayHapoaHO#H
myomukaruu PCT 2012093101, 12 utons 2012) o MeToAuKe, MPUBEIACHHON IS CTaIUU 3 CXEMBI 2, Jalia mocie
00paboOTKN PEaKIMOHHON CMECH W OYHUCTKH KOJIOHOYHOW (pidmi-xpomaTorpadueli [cuimkarenb, 12 T, dmoupys
DMASO 8 XM ot 0 mo 20% B xaugectse 3mt0eHTOB] (R)-1-(2-((1-((TpeT-OyTHAINME THIICHIIIII ) OKCH )IPOTIaH-2-
wi)(2-((2-drop-3-(3-MeTHIIMHPUIIH-2 -1 ) PEHUIT)aMHHO )-2-0KCO3THIT ) aAMUHO ) -2-0KcoaTHI)- | H-nHnazon-3-
kapOokcamu (338b) (0,045 r, Beixoa 32%) B Bue OCCIIBETHOM NICHEI,

MC (ES+): 633,5 (M+1), 655,5 (M+Na).

Cramust  2: momyuenue (R)-1-(2-((1-((Tper-OyTHianMeTHICHITIIT)OKCH)Tponat-2-1i)(2-((2-grop-3-(3-
METHITHPUIAH-2 -1 )(PEHUIT)aMIHO )-2-0KCOATHI ) aMUHO )-2-0Kc03TiN )- | H-numazon-3-kapbokcamuna (338c¢).

Coenunenne 338c nomyyanu u3 (R)-1-(2-((1-((tper-Oytunaumernincuimi)okcu)nponad-2-mi)(2-((2-prop-
3-(3-MeTHIIHPUANH-2-H1) EHIIT)aMUHO ) -2 -OKCOITHIT)aMHHO )-2-0Kc03TrN )- | H-mHma30-3-kapOokcamuia
(338b) (0,045 1, 0,071 Mmmoub) m TBAF (0,037 1, 0,142 MMOIIB) IO METOAMKE, TIPUBEIEHHON JIJIST CTAINH 2 CXe-
MbI 301. Dto gamo mocne 006pabOTKH peaKIIMOHHONW CMECH M OYHCTKU (UIdII-XpoMaTorpaduer [cuimukarenb 4 T,
DMARS8O B IXM, ot 0 no 30% B xagectBe amoeHTOB] (R)-1-(2-((1-((TpeT-OyTHiauMe THIICHIIIII)OKCH )IpOTIaH-2-
nn)(2-((2-drop-3-(3-MeTUnnmupuArH-2-11) PEHHUIT ) aMHIHO )-2-0KCOATHIT)aMUHO ) -2 -0kcodThN)- | H-nHmazon-3-
kapOoxcamuz (338c¢) (0,028 r, Berxon 76%) B Buae 6€7I0T0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI'r, IMCO-dg) (cMech ABYX pOTaLHOHHBIX H30MepoB) & 10,28 1 9,95 (2¢, 1H), 8,53-8,47
(M, 1H), 8,21-8,14 (m, 1H), 8,06-7,97 (m, 1H), 7,81-7,06 (M, 9H), 5,74-5,59 (m) u 5,49 (c) (2H), 5,45 u 4,84 (T,
J=5,5 T, 1H), 4,59-3,86 (M, 3H), 3,62-3,38 (M, 2H), 2,20 u 2,14 (2¢, 3H), 1,19 n 1,04 2z, J=6,9 T'u, 3H);

PF SIMP (282 MTI'r, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & -127.76, -128,34;

MC (ES+) 519,4 (M+1), 541,4 (M+Na), MC (ES-) 517,5 (M-1).

Cxema 339
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IMonyuenne (R)-1-(2-((2-((3-mmano-2-¢hTopOeH3MIT)aMUHO )-2-0KCOITHI )( 1 -THAPOKCUTTPOTIaH-2 -HJT)aMUHO )-
2-okcoatn)-1H-unnazon-3-kapookcamuna (339d).

Cranus 1: momydyenue 3-(amuHoMeTHI)-2-pTopOeH3onuTpIia (339b).

K pactBopy 3-(6pommeTin)-2-hropoenzonutpuina (339a) (0,25 r, 1,168 mmons) B IMCO (5 mur) mpuda-
Bunu a3y Hatpus (0,114 1, 1,752 mmons) u nepememuBanu mpu 50°C B Teuenue 16 u. CMech pa3aenuny Mex-
1y Bogo# (50 mi) n EtOAc (60 mur) u cioun pazaennin. Bomuslii cioit axerparuposainu EtOAc (40 mi) n o0be-
JMHEHHBIE OPraHWYeCKUE CIIOM MPOMBIBAIN BOJOH (50 MIT), HACHIIICHHBIM BOIHBIM PAaCTBOPOM XJIOPHAA HAaTpHs,
CyIWIH, (pUIABTPOBANM W KOHIIGHTPUPOBAIN C TOJTYYCHHEM a3ua B BHAE MTACTOOOPa3HOI Macchl. YKa3aHHYIO
MacToo0pa3HyIo Maccy pacTBopwid B dTwianerate (10 mi), mpubaswimm rTuapokcus namraaus Ha yrie (0,016 T,
0,117 MMomB) M cMecCh TiepeMemnnBaii B arMochepe Bogopoaa B TeueHue 2 4. CMech OTOMIBTPOBAIN Yepe3
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ciori menmra, mpomblim EtOAc (2x5 mur) u QuiabTpaT KOHIEHTPHUPOBAIM B BaKyyMe C TOJydeHUEM 3-
(amuHOMeTHIT)-2-pTOpOen3onuTpuia (339b) (0,13 1, BeIX0X 74%) B Buze OO MEHBI ¢ METAUTMYECKUM OTTEH-
KOM;

'H SIMP (300 MI'u, JIMCO-dg) & 7,92-7,83 (m, 1H), 7,82-7,72 (M, 1H), 7,39 (t, J=7,7 T'n, 1H), 3,78 (c,
2H), 1,92 (1, J=30,5 T'u, 2H);

PF SIMP (282 MTI'n, IMCO-dg) & -115,06.

Cramus  2: momydenue (R)-1-(2-((1-((Tper-OyrnmaumMeTuiacnnmin)okcH)nponad-2-mi)(2-((3-nuano-2-
(bTopOEH3MIT)aMHUHO )-2-0KCOITHIT)aMHIHO )-2-0KcodTHIT)- | H-uamazomn-3-kapbokcamuaa (339c¢).

Peakmst  (R)-2-(N-(1-((TpeT-Oy THIIIUMETHIICHUIIIIT)OKCH )IpOTIaH-2-1i)-2-(3-kapoamomni- 1 H-ungazon-1-
nin)aneramuao)ykcycnot kuenmotsl (329¢) (0,12 1, 0,268 mmons) ¢ 3-(amMuHOMETHI)-2-OTOPOSCH3OHUTPHIIOM
(339b) (0,060 r, 0,401 MMOIB) MO METOIMKE, MPUBEACHHON IS CTAIUM 3 CXeMBI 2, ana mocie o0paboTKu pe-
aKIIMOHHOW CMECH W OYHMCTKH KOJOHOYHOH (mdmi-xpomatorpadueii [cunukarens, 4 1, amoupyst EtOAc B JIXM
or 0 no 100% B xauectBe smioeHTOB] (R)-1-(2-((1-((Tper-OyTHimuMeTHICHINI)oKCH )ponan-2-mi)(2-((3-
UaHo-2-(pTOPOCH3MIT)aMUHO )-2-0KCOITHUIT)aMHHO)-2-0kc0od3Tmn)- | H-uanazon-3-kap6okcamun  (339¢) (0,07 r,
BbIX0/ 45%) B BHJIe OCCIIBETHOH TICHBI;

MC (ES+) 603,5 (M+Na).

Cramus 3: nonyuenne (R)-1-(2-((2-((3-umano-2-dropOen3uin)amMuno)-2-0kcoa T )( 1 -ruapoKcunpomnan-2-
WIT)aMHHO)-2-0kcodTwn)- 1 H-urna3on-3-kapookcamunaa (339d).

Coenunenrie 339d momywamu w3 (R)-1-(2-((1-((Tper-OyTHIIUMETHIICHIIIIT )OKCH )IporiaH-2-ui)(2-((3-
1uaHo-2-(GpTopOEeH3MI)aMIHO )-2-0KCOATHII)aMUHO )-2-0kco3Trn)- | H-nHna3on-3-kap6okcamuna (339¢) (0,07 ,
0,121) u TBAF (0,063 r, 0,241 MMoIb) 1TO METOIUKE, MPUBEACHHON /i cTamuu 2 cxembl 301. DTo mamo mocie
00paboTKN peakIMOHHONW CMECH M OYUCTKH (hidmI-xpomarorpadueit [cunmkarens 4 T, DMASO B JIXM, ot 0 no
30% B xagectBe 3mr0eHTOB] (R)-1-(2-((2-((3-1tmano-2-¢propOeH3min)aMnuHo)-2-0kco3Tin)(1-ruapokcunponan-2-
WIT)aMHHO)-2-0KkcodTrn)- | H-manazon-3-kap6okcamun (339d) (0,025 r, Berxon 45%) B Buae 6emoro TBEpHOTO
BEILIECTBA;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX pOTAaLHOHHBIX H30MepoB) & 8,91 u 8,65 (21, J=5,9 ', 1H),
8,21-8,18 u 8,18-8,14 (2m, 1H), 7,89-7,73 (m, 1H), 7,69 (c, 1H), 7,61-7,08 (m, 6H), 5,66-5,55 (M) n 5,41 (c)
(2H), 5,48 n 4,80 (21, J=5,7 T'u, 1H), 4,55-3,69 (M, SH), 3,51-3,40 (m, 2H), 1,15 1 0,95 2z, J=6, 9 ', 3H);

PF SIMP (282 MI'r, IMCO-de) (cMech IBYX POTALMOHHBIX H30MepoB) & -113.49, -113,84;

MC (ES+): 467,5 (M+1), 489,5 (M+Na), MC (ES-): 465,5 (M-1), 501,5 (M+CI).

Cxema 340
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[Monyuenne (R)-1-(2-((2-((2-¢rop-2'-meTun-[ 1,1'-6ncdennn]-3-um)amMuHO )-2-0kcodTHI)(1-
TUAPOKCUTIPOTIaH-2-1IT)aMUHO)-2-0kcodThi)- | H-uaaazon-3-kapookcamuaa (340c).

Cranus 1: noxyaenue 2-drop-2'-mermi-[ 1,1'-6ndpennn]-3-amuna (340a).

Coenunenne 340a nomyyanu u3 3-0pom-2-propannnmna (282a) (0,5 r, 2,63 MMOJIB) U O-TOIMIOOPOHOBOH
kucinoThl (0,43 T, 3,16 MMOJB) IO METOAMKE, IPUBEICHHOM JUIs cTaauu 4 cxeMbl 329. DT0 mano mocie oopadot-
KH PEaKIHMOHHOW CMECH M OYHMCTKH KOJIOHOWHOW (imr-xpomarorpadueii [cunukarens 12 v, EtOAc B cmecu
rekcaHoB oT 0 1o 30% B kauecTBe 3Mr0eHTOB] 2-drop-2'-metnin-[1,1'-0ndpennin]-3-amun (340a) (0,4 r, BBIXOX
76%) B BHUIE OCCIIBETHOM KUIKOCTH;

'H AMP (300 MI'ty, IMCO-de) & 7,33-7,18 (m, 3H), 7,18-7,11 (M, 1H), 6,95-6,86 (M, 1H), 6,77 (tx, J=8,3,
1,7 'y, 1H), 6,36 (aan, J=7.5, 6,5, 1,7 I', 1H), 5,18 (c, 2H), 2,13 (¢, 3H).

Cramus 2: mosryaenue (R)-1-(2-((1-((TpeT-OyTHIauMe THICHITHI ) OKCH ) TporiaH-2-ui)(2-((2-¢pTop-2'-MeTii-
[1,1'-6udennn]-3-wmr)aMHIHO )-2-0KCOITHIT)aMUHO)-2-0Kkc03TrN)- | H-nanazon-3-kapookcamuna (340b).

Peakmst  (R)-2-(N-(1-((TpeT-Oy THIIUMETHIICHUIIIIT)OKCH )IpOTIaH-2-1i)-2-(3-kapoamomni- 1 H-ungazon-1-
nin)aneramuao)ykcycnou kuciotsl (329¢) (0,12 1, 0,27 mmoub) ¢ 2-prop-2'-metun-[1,1'-oudenmn]-3-amuaOM
(340a) (0,065 r, 0,32 MMOIIB) IO METOIMKE, MPUBEACHHON TS CTaIMK 3 CXEeMBI 2, naja mociie 00paboTKH peak-
IIMOHHOW CMECH M OYMCTKH KOJIOHOYHOH pidur-xpomarorpadueit [cumkarens, 4 T, amoupys EtOAc 8 IXM ot
0 mo 100% B kauectBe 3m0eHTOB] (R)-1-(2-((1-((TpeT-0y THIAMMETHIICHIINI )OKCH ) ipoTian-2-mi)(2-((2-pTop-2'-
meTwi-[ 1,1'-0udennn|-3-1m1)aMruHO0 )-2-0KCOITHIT)aMHHO ) -2-0kcodTr) - | H-mHna30m1-3-kapookcamu g (340b)
(0,09 r, Berx0x 53%) B BUie OCCLBETHOM IEHBL

MC (ES+): 654,6 (M+Na).

HO
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Cramus  3: momydenue  (R)-1-(2-((2-((2-¢dprop-2'-meruin-[ 1,1'-Ondennn]-3-mr)amMnuHo)-2-okcoaTri)(1-
THIPOKCHIIPOIIaH-2-H1IT)aMHHO)-2-0KkcoaThi)- 1 H-urnazon-3-xapookcamuna (340c).

Coenunenne 340c nmomyganu u3 (R)-1-(2-((1-((Tper-O0y THIIUMETHIICHIIII ) OKCH )IIporian-2-ui)(2-((2-¢prop-
2'-metnn-[ 1,1'-6nudennn]-3-mn)aMuHO )-2-0KCOATHIT)aMUHO )-2-0kcodThN)- | H-nama3on-3-kapookcamuma  (340b)
(0,09 1, 0,142 mmons) 1 TBAF (0,074 1, 0,285 MMomb) M0 MeTOAWKe, IPUBEIEHHON 1T cTaauu 2 cxembl 301.
D10 fano mociie 00pabOTKH PEAKIIMOHHON CMECH W OYUCTKH (idiI-xpomarorpadueit [cunmkarens 4 T, DMASO
B JAXM, ot 0 mo 30% B xauectBe 3moeHToB] (R)-1-(2-((2-((2-¢pTop-2'-metun-[1,1'-6udernn]-3-mr)amuno)-2-
okcodThn)( 1 -ruapokcunponan-2-mi)aMmuHo )-2-okcodTin)- 1 H-naazon-3-kapookcamun (340¢) (0,058 r, BBIXOT
79%) B BUE 0€J0TO TBEPIOTO BEIECTRA,

'H SIMP (300 MI'ti, IMCO-dg) (cMech IByX pOTaLHOHHEIX m3oMepos) & 10,25 1 9,92 (c, 1H), 8,21-8,13
(M, 1H), 8,05-7,97 u 7,95-7,86 (2m, 1H), 7,73 n 7,68 (2¢, 1H), 7,62-7,14 (M, 9H), 7,14-7,06 un 7,05-6,97 (2m,
1H), 5,74-5,58 u 5,48 (M u ¢, 2H), 5,45 n 4,83 (2t, J=5,5 T'u, 1H), 4,59-3,86 (M, 3H), 3,60-3,38 (M, 2H), 2,16 u
2,11 (2¢, 3H), 1,19 u 1,04 (21, J=6, 9 T', 3H);

F SIMP (282 MTI'n, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & 127,21, -127,76;

MC (ES+): 540,5 (M+Na): MC (ES-): 516,6 (M-1).

Cxema 341
ON N
Sy UL 27X JL ’\‘
=N “NHC
© 341a
331b
IMomyuenue (R)-5-amuno-1-(2-((2-((2'-xnop-2-¢prop-[ 1,1'-onpennn]-3-ua)ammuno)-2-oxkcoatu)(1-

THPOKCHIIPOIIaH-2-H1IT)aMHHO)-2-0KkcoaThi)- 1 H-uanazon-3-kapookcamuna (341a).

Coenunenne  34la  momywamm w3 (R)-1-(2-((2-((2'-xmnop-2-drop-[1,1'-6udenmn]-3-mr)amuno)-2-
okcodTI)( 1 -ruApOoKCUTIpOTIaH-2 -1 )aMHHO )-2-0KCOATHIT)-5-HUTpo- 1 H-unnazon-3-kapdokcamuaa (331b) (0,05
1, 0,086 MMOJIB) TIO METOAMKE, MPUBEACHHON I cTanuu 6 cxembl 328. DTo nano mocie oOpaboTKH peaKInoH-
HOW CMECH M OYHCTKH (umII-xpoMaTtorpadueii [cunukarens 4 r, DMASO B IXM ot 0 xo 30% B kauecTBe uio-
eaToB] (R)-5-ammu0-1-(2-((2-((2'-x510p-2-pTOp-[ 1,1'-OMeHNN]-3-1T)aMHHO )-2-0KCcOATH )( 1 -THAPOKCHUTTPOTIAH-
2-mir)aMuHO)-2-0kcodTrn)- | H-manazon-3-kap6okcamun (341a) (0,025 1, Berxon 53%) B Buzme 6e10ro TBEpAOTO
BEILIECTRA,

'H SIMP (300 MI'r, IMCO-dg) (cMech ABYX pOTAaLHOHHEIX H30MepoB) & 10,26 1 9,97 (2¢, 1H), 8,10-8,04
u 8,01-7,93 (2m, 1H), 7,66-7,01 (M, 10H), 6,81 u 6,75 (2nx, J=8,9, 2,1 ', 1H), 5,59-5,43 (M) u 5,33 (c) (2H),
5,39 u 4,82 (2r, J=5,5 I'y, 1H), 5,03 u 5,02 (2c, 2H), 4,58-3,87 (M, 3H), 3,57-3,43 (M, 2H), 1,15 n 1,03 (21, J=6,
9TI'n, 3H);

PF SIMP (282 MTI'n, IMCO-dg) (cMech IBYX POTALMOHHBIX H30MepoB) & -126.49, -127,01;

MC (ES+): 575,4 (M+Na), MC (ES-): 551,5 (M-1), 587,5 (M+Cl).

Cxema 342
EIO EtO
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N EtO” “S8nBu,
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o chch PA{PPhg}s
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137b 342a 342b
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F
HO H
o T ;
N 10b \/JL
: N
i}D\fO HATU, DIFEA =N /\g A(j/

MDA
O\, HoN .
342¢ 3424
IMomyuenue 5-anerni-1-(2-((2-(3-xn0p-2-hTopOEH3NITAMUHO) -2 -OKCOITHI ) (LM KIIOTIPOIIHIT ) -aMUHO ) -2 -

okco-3tmn)- 1 H-unanazomn-3-kapookcamuna (342d).

Cranus 1: nomxyaenue stui-2-(5-6pom-3-kapoamonit-1 H-unnazon-1-nm)anerara (342a).

Peaxums 5-6pom-1H-unnaszon-3-kap6okcamuna (137b) (4,4 r, 18,33 mMmons) ¢ satunbpomanerarom (3,06
M, 27,5 MMOITB) TI0 METOAMKE, MPUBEACHHOW I cTaanu 1 cxemsl 43, mana mociae oOpabOTKU peakIMOHHON
cmecH 3TiI-2-(5-0pom-3-kapoamonn- 1 H-uanazon-1-mn)anerar (342a) (4,5 r, Beixon 75%) B Bune 6emoro TBep-
JIOTO BEIIECTBA;
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'H IMP (300 M, IMCO-de) & 8,33 (mx, J=2,0, 0,7 I'ni, 1H), 7,84 (¢, 1H), 7,78 (a1, J=9,0, 0,7 T'u, 1H),
7,62 (nn, J=9,0, 1,9 I'n, 1H), 7,54 (c, 1H), 5,49 (c, 2H), 4,16 (x, J=7,1 I'y, 2H), 1,20 (1, J=7,2 'y, 3H).

Cranus 2: noixydeHue 3Tui-2-(5-anetui-3-kapoamon- 1 H-unnazon-1-minanerara (342b).

Peaxums atmi-2-(5-6pom-3-kapbamomnit-1 H-unazon-1-mn)anerara (342a) (200 mr, 0,613 MMomb) ¢ Tpuoy-
Tin(1-oTokcuBuHMI)cTanHaHOM (0,267 M, 0,767 MMOJIB) TI0 METOIUKE, IPUBENCHHON s cTanuu | u cramguu-2
cxembl 206 mana mocie o0paboTKK peaKIIMOHHOW CMECH ¥ OYUCTKH KOJIOHOYHOU (umdmI-xpomaTtorpaduei [cumm-
Karelmb ¢ cMmech rekcaHos/10% wmeranon B stwianerare (ot 1:0 mo 1:1)] stmn-2-(5-amermn-3-kapbamoni-1H-
nMHIa30u- 1 -mn)anerat B Buze Oemoro TBepaoro Bemectsa (342b) (58 mr, 33%).

'H SIMP (300 MI'u, IMCO-de) & 8,83 (ux, J=1,7, 0,8 T'u, 1H), 8,04 (11, J=8,9, 1,6 T'u, 1H), 7,90 (c, 1H),
7,85 (am, 1=9,0, 0,8 I'y, 1H), 7,61 (c, 1H), 5,53 (¢, 2H), 4,17 (x, J=7,1 I'u, 2H), 2,66 (c, 3H), 1,21 (1, J=7,1 I'm,
3H);

MC (ES+): 312,4 (M+Na).

Cranus 3: momydyenue 2-(5-anetmi-3-kapoamon- 1 H-uraa3om-1-un)ykcycHor KUcIoTsI (342c¢).

Peakmus stmn-2-(5-auerun-3-kapbamonn-1 H-unna3on-1-mn)anerara (342b) (54 mr, 0,187 mMmons) ¢ rum-
patom ruapokcuaa yutust (47,0 mr, 1,120 MMOIB) MO METOAMKE, MPUBEICHHOMN I cTaguu 2 cxeMbl 129, mana
nocyie 00pabOTKH PeakIMOHHOM cMecH M OYMCTKHU 2-(5-ameTwi-3-kapoamoni-1 H-unnazon-1-min)ykcycHyro Ku-
cioty (342¢) (25 mr, 51%) B Buze 0€JI0T0 TBEPAOTO BEUICCTBA;

'H SIMP (300 MI't, IMCO-dg) & 13,40 (c, 1H), 8,88-8,78 (m, 1H), 8,03 (ux, J=8.9, 1,7 I'n, 1H), 7,90 (c,
1H), 7,84 (#, J=9, 0 I'u, 1H), 7,59 (c, 1H), 5,40 (c, 2H), 2,66 (c, 3H);

MC (ES-): 260,3 (M-1).

Cramqus 4: TOJTyICHUE 5-ametnin-1-(2-((2-(3-xsop-2-propdeH3umaMuHO )-2-0KCOITHI ) -
(IIMKJIOTIPOTTHIT)aMHHO )-2-0KcodTHN )- | H-mHnazon-3-kapookcamuaa (342d).

Peaxmmst 2-(5-ametnn-3-kapbamowt- 1 H-uanazon-1-un)ykcycHoi kucnotsl (342¢) (23 mr, 0,088 Mmoib) ¢
N-(3-x50op-2-propdensmn)-2-(nukmonponrmiaMmuno JaneramuaoMm (10b) (33,9 mr, 0,132 MMoIb) O METOAMKE,
NPUBEJICHHON JUIA CTaAWU 3 CXeMBbl 2, naja mociie 00pabOoTKH peakIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM
¢mm-xpomatorpaduei [cunukarens ¢ auxiaopmeran/meranon (ot 1:0 mo 19:1)] S-anernn-1-(2-((2-(3-xn0p-2-
(TOpOCH3NIAMIHO)-2-0KCOATHII)-(IIMKIOTPOITHIT)aMHHO)-2-0Kco3THI)- 1 H-unnazon-3-kapookcamun (342d) (19
mr, 43%).

'"H SIMP (300 MTI'i, IMCO-de) & 8,84-8,80 (M, 1H), 8,50 (t, J=5,8 I'n, 1H), 7,98 (mx, J=8.9, 1,6 'y, 1H),
7,89 (c, 1H), 7,80-7,70 (m, 1H), 7,56 (c, 1H), 7,46 (11, J=7,6, 1,7 I'n, 1H), 7,28-7,18 (m, 1H), 7,10 (Tx, J=7,9, 1,0
I'u, 1H), 5,72 (¢, 2H), 4,33 (1, J=5,7 I'n, 2H), 3,99 (c, 2H), 3,13-2,98 (M, 1H), 2,66 (c, 3H), 1,09-0,84 (m, 4H);

PF SIMP (282 MTI'ny, IMCO-dg) & -121,56;

MC (ES+): 522,4 (M+Na); MC (ES-): 498,4 (M-1).

Cxema 343
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O 343a

[onyuenne 1-(2-((2-(3-xm0p-2-hTOpOECH3UITAMUHO)-2-OKCOITHI)(LIUKIIOTIPOIIHIT ) -aMUHO )-2-OKCOITHIT ) -5-
¢rop-1H-nunazon-3-kapbokcamuna (343b).

Peaxuus 2-(3-xapbamonin-5-drop-1H-unnazon-1-un)ykecycnoit kucnotsl (343a) (30 mr, 0,126 MMois, o-
JTy4eHHOH 1o MeTofy, npuBeaeHHoMy Altmann, Eva et al. B Mmexxynaponunoit myonukannu PCT 2014002054, 03
suBapsi 2014) ¢ N-(3-xsop-2-propbensnin)-2-(1mkaonponunamuno))aneramuaoM (10b) (48,7 mr, 0,190 Mmoib)
10 METOJWKE, PUBEICHHON IS CTaauu 3 CXEMBI 2, TIocie 00pabOTKH PEeaKIIMOHHOW CMECH W OYHCTKH KOJIO-
HOYHOU (hmamI-xpomarorpadueii [cunmkarens ¢ auxiopMmeran/merano (ot 1:0 no 19:1) manma 1-(2-((2-(3-xmop-
2-(propOeH3nIaMuHO )-2-0KCOITHI ) (ITUKIIOTIPOITHI ) aMHHO )-2-0KCOATHI )-5-pTop- 1 H-mHma3on-3-kapbokcamu g
(343b) (25 mr, 42%) B BUzE CBETIO-KOPUIHEBOTO TBEPOTO BEIIECTBA;

'H SIMP (300 MI'ti, IMCO-de) & 8,50 (1, J=5,8 T'u, 1H), 7,83-7,75 (m, 2H), 7,72 (mn, J=9,2, 4,2 T, 1H),
7,51-7,40 (m, 2H), 7,34 (11, J=9,2, 2,5 I'y, 1H), 7,27-7,18 (m, 1H), 7,16-7,07 (m, 1H), 5,68 (c, 2H), 4,33 (7, J=5,7
I'u, 2H), 3,98 (¢, 2H), 3,11-3,01 (M, 1H), 1,04-0,83 (M, 4H);

PF SIMP (282 MTI'n, IMCO-de) & -120,96, -121,57;

MC (ES+): 498,4 u 500,3 (M+Na); MC (ES-): 510,4 (M+CI).
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Cxema 344
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IMomyuenne (R)-1-(2-((2-((3 —xnop—2—(bTop6eH3Hn)aMHHO)—2—0KCO3THJ1)( 1-ruppokcunponan-2-ui)aMHHO)-
2-okcoaTin)-5-nnano- 1 H-uanazon-3-kapookcamuna (344¢).

Cranus 1: momyuyenue 3tui-2-(3-kapbamown-S-uano- 1 H-unnason-1-mn)arerara (344a).

Coenunenne 344a nonmydanu w3 3Ti-2-(5-6pom-3-kap6amowni- 1 H-unnazon-1-mn)anerara (342a) (1,0 T,
3,06 mmoinb) B 1,4-muokcane (20,0 mi), ncnonb3ys nuanug nuHKa (3,66 1, 30,66 MMois), K,CO5 (1,05 1, 7,65
MMoOJIb) U Tetpakuc(Tpudenundocun)namianuii(0) (1,41 r, 1,226 MMoib) IO METOAWKE, MPUBEIACHHON s
craquu 3 cxemsl 301. Dto mamo mocne oOpabOTKM peakIMOHHON cMecH ATHII-2-(3-kapObamownn-5-nrano-1H-
nHpazon-1-mn)anerar (344a) (400,0 mr, 48%) B Buae 6€7I0T0 TBEPAOTO BEUIECTBA C METAINTMYECKIM OTTEHKOM;

'H SIMP (300 MI'n, IMCO-de); & 8,628-8,620 (c, 1H), 8,015-7,985 (m, 2H), 7,86-7,83 (x, 1H), 7,657 (c,
1H), 5,55 (c, 2H), 4,18-4,16 (M, 2H), 1,23-1,18 (M, 3H);

MC (ES-): 271 (M-1).

Cranus 2: nonxyuenue 2-(3-kapoamonn-5-unano-1H-uanazon-1-un)ykcycnoit kucnotsl (344b).

K nepemenmmBaemomy pactBopy 3THiI-2-(3-kapOamoun-5-nmano-1H-unnazon-1-mm)anerara (344a) (400,0
mr, 1,47 mmons) B MeOH (20,0 mu,) nmpubasmimu Boga. NaOH (0,293 1, 7,30 MMOJIb) U IepeMEIIHBAIN B T€YC-
HHe 12 9 npu KOMH. TeMIl. PeakIMOHHYI0 cMeCh KOHIIEHTPHPOBAIUIIPH ITOHM)KEHHOM JaBJICHUH W BOJHBIH CIIOH
noakuciuian HCL. TTomydeHnHbIi ocamok cobpanm GriIbTpoBaHUEM U CYIIMIIHU C MOJIydeHneM 2-(3-kapOamMon-5-
mano- 1 H-namason-1-mm)ykeycHoit kucnotsl (344b) (200,0 mr, 57%) B Buae 6e10ro TBEpPAOTO BEIIECTBA C Me-
TAJITITYECKUAM OTTEHKOM;

'H SIMP (300 MI'u, IMCO-dg) & 13,71-13,12 (v, 1H), 8,619-8,617 (c, 1H), 8,015-7,95 (m, 2H), 7,849-
7,844 (m, 1H), 7,63 (c, 1H), 5,50-5,44 (c, 2H);

MC (ES-): 243 (M-1).

Cramus  3: momyudenue (R)-2-((1-((TpeT-OyTHIIIUMETHIICHIIIIT)OKCH )ITPOTIaH-2-11)aMHUHO )-N-(3-Xiop-2-
(dropbensnn)aneramuaa (344c).

K nepemenmBaemomy pactBopy 2-x10p-N-(3-xsop-2-¢propoensmm)aneramuna (35b) (500 mr, 2,13 Mmous)
B IXM (30 mu) npubaBmwin (R)-1-((TpeT-OyTrmnaumermicminmi)okcu)nponan-2-amuna (314f) (420,0 mr, 2,22
mmons) U DIPEA (1,36 mr, 10,54 MMomb) py KOMH. Temrl. PeakiimoHHYIO cMech NepeMenBaIi Mpu KOMHAT-
HOH TeMneparype B TedeHue 48 4. PeakIMOHHYI0 cMech KOHIEHTPHPOBAIM B BaKyyMe M OYMINAIN C TOMOLIBIO
(III-KOIOHOYHOH XpoMaTorpaduu [CHIMKaresb, SJIIOUpYs dTwianeraroM B H-rekcaHe (0-90%)] ¢ mony4deHnem
(R)-2-((1-((TpeT-0y THIIUMETHIICHITIIT)OKCH )ITPOTIaH-2-1i )aMHiHO )-N-(3-xiop-2-hropoen3mn)aneramuna  (344c)
(300,0 mr, 36,34%) B BHIE KOPHYHEBOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI', IMCO-dg) & 8,36 (t, J=6,2 T, 1H), 7,53-7,38 (m, 1H), 7,32-7,21 (m, 1H), 7,21-7,10
(M, 1H), 4,35 (z, J=6, 0 'y, 2H), 3,46-3,31 (M, 2H), 3,18 (1, J=5,5 'y, 2H), 2,67-2,55 (M, 1H), 0,90 (mx, J=6.4,
1,1 T'm, 3H), 0,84 (c, 9H), 0,00 (c, 6H);

MC (ES+): 389,0 (M+1).

Cramus  4: momyderne  (R)-1-(2-((1-((TpeT-OyTHIAMMETHICHIIAI )OKCH)TTporaH-2-mi)(2-((3-xmop-2-
(hropOEH3MIT)aMHHO )-2-0KCOATHI ) aMHIHO )-2-0KCOATHI)-5-1tnano- | H-uana3on-3-kapookcamuna (344d).

Coenunenne 344d nomyuanu u3 (R)-2-((1-((TpeT-OyTHIIMMETHICHINIT)OKCH )ITpOIIaH-2-1mi1)aMuHo )-N-(3-
xnop-2-propoensmn)amneramuna (344c) (382 wmr, 0,98 mMmonp) mo peakuuu ¢ 2-(3-kapbamowmn-S-rmano-1H-
uHIa30i- 1 -un)ykcycHo#t kucnoroi (344b) (200 mr, 0,82 MMOJB) IO METOAWKE, MPUBEACHHON JUIs CTaauu 3
cxeMbl 2. DTo nano mocie o0pabOTKH PeakIMOHHOM CMECH M OYMCTKH KOJIOHOYHOH (mm-xpomartorpadueit
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[cunukarens, DIIOUPYS METaHOJIOM B STUJIALETaTe oT 0-10%)] (R)-1-(2-((1-((Tpet-
Oy THIITMMETHIICHIIIT)OKCH )ITponaH-2-1i)(2-((3-x0p-2 - TopOEeH3 M) aMHUHO ) -2 -OKCOITHIT)aMHHO )-2-OKCOITHII ) -
5-mmmano- 1 H-nnmazon-3-kapbokcamun (344d) (400,0 mr, 20%) B Bume 6eoro TBEpIOTO BEUIECTBA C METAJUINIE-
CKUM OTTEHKOM.

Cramus 5: momydernme (R)-1-(2-((2-((3-xmop-2-hTopOeH3min)aMuHo)-2-0kcodTui )( 1 -TuapoKkcuponan-2-
WJT)aMUHO )-2-0KCO3THN )-5-1tmano- | H-unnazon-3-kapbokcamua (344e).

Coenunenne 344e momydanu u3 (R)-1-(2-((1-((TpeT-OyTHIIIUMETHIICHIIIIT ) OKCH )ITportaH-2 -1 )(2-((3-xmop-
2-(propOeH3mIT)aMHHO )-2-0KCOATHIT)aMHHO )-2-0KCOdTHIT)-S-1tnaHo- 1 H-uanazon-3-kapookcamuma  (344d) (100
mr, 0,162 MMoip) 1o peakuuu ¢ 3taHosnbHBIM pactBopoM HCI (10,0 mur) B atanose (10 mMi1) mo meroauke, mpu-
BEJICHHOM Jutst cTaany 3 cxeMbl 292. DTo nayo nocie o0paboTKK peakIMOHHON CMECH U OYMCTKH KOJIOHOYHOH
¢dmm-xpomatorpaduei [cunukarens, 24 r, saroupyst MeranosoM B atwianerare ot 0-5%) (R)-1-(2-((2-((3-
XJI0p-2-(TOpOEH3MIT)aMUHO )-2-0KCOITHI )( 1 -rrIpoKcHIIporiaH-2-1i1)aMHHO ) -2-0KCO3THIT)-5-1tnano- 1 H-uanazon-
3-kapOokcamuy (344¢) (60,0 mr, 74%) B Bue O€JI0r0 TBEPAOTO BEHIECTBA C METAITMYCCKIM OTTEHKOM;

'H SIMP (300 MT'i, IMCO-de) (cMech poTanroHHBIX m30MepoB) & 8,90 (1) u 8,67-8,55 (M) (2H), 7,96 (c,
1H), 7,86-7,69 (m, 2H), 7,61 (c, 1H), 7,55-7,12 (M, 2H), 6,99 (tn, J=7,9, 1,0 I'u, 1H), 5,83-5,38 (M) u 4,89-4,71
(m) 3H), 4,51-3,72 (m, 5SH), 3,54-3,37 (M, 2H), 1,16 (z, J=6,5 I'n) n 0,95 (&, J=6,9 T'm) (21, 3H);

PF SIMP (282 MI', IMCO-de) & -121,26, -121,60;

MC (ES+): 501,4 u 503,4 (M+1); MC (ES-): 499,4 u 501,4 (M-1).

Cxema 345
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IMomyuenue (R)-tper-Oytuin-(3-kapoamon-1-(2-((2-((3-x10p-2-propOeHsmn)aMmiHo)-2-0kcor T )(1-

TUAPOKCUTIPOTIaH-2-1IT1)aMUHO)-2-0kcoaThi)- | H-uaaazon-5-mm)kapoamara (345¢).

Cramus 1: momydenue Tmi-2-(5-amuHo-3-kapoamoni- 1 H-ungazon-1-mm)amnerara (345a).

Coenunenne 345a monydanu u3 dTwiI-2-(3-kapbamounn-5-aurpo-1H-urmazon-1-un)anerara (267¢) (2,0 r,
6,84 MMOITB) TIO METOIMKE, TIPUBEACHHON Ha cxeMe 313. DTo mano mocie 00pabOTKH peaKIIMOHHOW CMECH DTHII-
2-(5-amuHO-3-kapbamomt- 1 H-unnazon-1-m)anerar (345a) (1,795 1) B BUZie KOPUIHEBOTO TBEPIOTO BEIIECTBA;

MC (ES+): 263,3 (M+1).

Cramust  2:  mnomydyenune  3Tun-2-(5-((Tper-OyTOoKCcHKapOOHMI)aMHHO)-3-kapbamomi-1 H-unnazon-1-
ni)arerata (345b).

K nepememmBaemMomMy pactBopy 3Tmi-2-(5-aMnuHO-3-kapbamonn-1H-unnazon-1-un)anerara (345a) (3,0 r,
11,45 mmoms) B IM®A (15,0 mi) mpubaswmu DIPEA (2,7 r, 20,86 mMons) u Boc-auruapun (2,7 T, 12,37
MMOJIb) ¥ TIEPEMEIIUBAIIM TIPH KOMH. TEMII. B TedeHne Houu. Boxy (50,0 M) BEUTHIM B PEaKIMOHHYIO CMECh H
skctparupoBaii EtOAc (3x50,0 mur). OObequHEHHBIE OPTaHWMYECKHUE CJIOW MPOMBUIA HACHIIIEHHBIM BOJHBIM
pacTBOPOM XJIOpHZA HATPUsL, CYIIMIN U KOHLEHTPUPOBAIHM NP HOHIKEHHOM JaBiieHHH. CBHIpOH MPOAYKT O4H-
aJTA ¢ TMTOMOIIBIO (DIIAIII-KOJIOHOYHOW XpoMaTorpaduu [CHIIMKArelb, JIIOUPYS dTHiIaneTaToM B H-rekcane (0-
50%)] c¢ momydenunem 3THI-2-(5-((TpeT-OyTOoKCHKapOOHMT)aMUHO)-3-Kapoamowi- 1 H-mana3on-1-mn)anerara
(345b) (1,3 1, 31,3%) B BuOe Gemoro TBepaoro BemecTBa. Macc-ciektp: MC (ES+): 363,0 (M+1); MC (ES-):
362,3 (M-1).

Cramus 3: momydenne 2-(5-((TpeT-0yTOKCHKapOOHMI)aMHHO)-3-KapOamomw-1H-unmazon-1-mn)ykcycHoi
KucIoThl (345¢).

Coenunenne 345¢ nomydanu u3 atun-2-(5-((Tper-0yTokcnkapOOHHI)aMHHO)-3-kapbamoni- 1 H-unnazon-1-
mn)anerata (345b) (2,1 r, 5,8 MMoIIB) MO MeTONMKE, IPUBEACHHOM 1Ist cTanuu 2 cxembl 129. Oto nano mocie
00paboTkn peaxIoOHHON cMmecH 2-(5-(Tper-0yToKcukapOOHMIAMUHO)-3-KapOoamom-1H-nanazon-1-
W) yKcycHyto kucioty (345¢) (1,68 r) B Buzme 6enoro TBEp0ro BELIECTBA;

'H SIMP (300 MT'i, IMCO-dg) & 13,17 (c, 1H), 9,37 (c, 1H), 8,38 (c, 1H), 7,64-7,54 (m, 2H), 7,46-7,38
(m, 1H), 7,31 (c, 1H), 5,28 (c, 2H), 1,49 (c, 9H);

MC (ES+): 357,2 (M+Na).
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Cramust 4: nonyuenue (R)-tper-Oytmn-(1-(2-((1-((Tper-OyTHaanMeTHIICHINI)oKeH ) iponan-2-1i)(2-((3-
XJIOp-2-(PpTOPOCH3UIT)aMHHO )-2-0KCO3THII)JaMHIHO )-2-0KCOATHN)-3-kKapOamowt- | H-unnazon-5-mm)kapbamara
(3454d).

Coenunenne 345d nomydamu u3 (R)-2-((1-((TpeT-OyTHIIUMETHIICHIIIII)OKCH ) TPOTIaH-2-11)aMHUHO )-N-(3-
xynop-2-propbenzmn)aneramuna  (344c) (174 wr, 0,45 w~Mmomp) 1o peakimuu ¢ 2-(5-((Tpet-
OyTokcukapOOHWIT)aMUHO)-3-kapoamouni- 1 H-unmazon-1-mrn)ykcycnoit kucnoroit (345¢) (150 mr, 0,45 MMoib)
0 METOJIMKE, IPUBEACHHOMN IS CTaIu 3 cXeMbl 2. DTO Jajio mmociie 00paboTKH PEaKIIMOHHOW CMECH U OYUCTKH
KOJIOHOYHOW (pidmi-xpomarorpadueil [cuimmkarenb, dmonupys sTmianeratom B H-rekcane (0-90%)] (R)-tpet-
oyrni-(1-(2-((1-((TpeT-Oy THIAMME THIICHITIIT ) OKCH ) TIpoTTaH-2-111 ) (2-((3-xmop-2-h ropOeH3uT )JaMHHO ) -2 -
OKCO3THII)aMHHO)-2-0KCOATHI)-3-KapOamonit- 1 H-unnazon-5-mn)kap6amar (345d) (30 mr, 10%) B Buzme 6enoro
TBEPAOTO BEIECTBA;

MC (ES+): 704,0; (M+1): 705; MC (ES-): 703,3 (M-1).

Cramuss  5:  momyuenue  (R)-tper-Oyruin-(3-xap6amoni-1-(2-((2-((3-x10p-2-propObeH3m)aMuHo)-2-
okco3TI)( 1 -TupoKCHITpoIIaH-2-1T)aMIuHO )-2-0kcoaTHin)- | H-nanazon-5-mm)kapbamara (345¢).

Coenunenne 345¢ momydanu u3 (R)-tper-OyTmi-(1-(2-((1-((TpeT-OyTHiIIuMe THIICHITHI ) OKCH ) TPOTIaH-2 -
mn)(2-((3-xmop-2-hTopOEH3NIT ) aMHHO )-2-0KCOITHI ) aMHHO )-2-0KCOATHI) -3 -kapOamonii- 1 H-mamazom-5-
nn)kap6amata (345d) (100 mr, 0,141 MMoIIB) IO peakiuu ¢ dTaHOIBHBIM pacTBopoM HCI (2 xarum) B AMATHIIO-
BoM 3¢upe (10 mi1) B TedeHne 1 9 Mo MeToIMKe, MPUBEIEHHOMN A cTaaun 3 cxeMbl 292. D10 nano nocie oopa-
O6otku  peakimonHodt  cmecu  (R)-tper-OyTmi-(3-kapbamowt-1-(2-((2-((3-x10p-2-PpTOpOCH3MIT)aMUHO)-2 -
okcoaTi)( 1 -ruapoKcunponan-2-mui)aMuHo )-2-0kcodTin)- | H-uamazon-5-mn)kapbamar (345¢) (30,0 mr, 36%) B
BHJie OEJIOro TBEPOTo BEIIECTBA C METANIMYECKAM OTTEHKOM;

'"H SIMP (300 MI'n, IMCO-dg) (cMech poramuoHHbIx m3omepos) & 9,38 (¢, 1H), 8,87 (1) u 8,60 (t, J=5.8
I'm) (21, 1H), 8,38 (c, 1H), 8,01 (¢, 1H), 7,60 (c, 1H), 7,56-7,28 (m, 3H), 7,27-7,15 (m, 1H), 7,08-6,96 (M, 1H),
5,67-5,25 (m, 2H), 5,48 u 4,80 (T, J=5,7 I'm) (21, 1H), 4,52-3,71 (M, SH), 3,52-3,37 (M, 2H), 1,49 (c, 9H), 1,13 (x,
J=6,4Tw) u 0,95 (n, J=7,0 I'm) (21, 3H);

F SIMP (282 MI', IMCO-dg) & -121,26, -121,66;

MC (ES+): 613,5 u 615,4 (M+Na); MC (ES-): 589,5 (M-1).

Cxema 346

EtO Et0 HO <

F
HATU. DIPEA (}:U Bo fo H\Jij
TENOH, TROMSO
N MDA N #ieOH N \/LH/\g'
Ny NG —
NHz Lo NH NH 344
O R VTR o
2 o B NH, O HATU, DIPEA
3Mba 346a 146b MEIA

w%wm“éﬁﬂ—w iy
© Ha © H;
3462 346d

Momyuenne (R)-1-(2-((2-((3-xmmop-2-hTopOeH3MIT)aMUHO )-2-0KCOITHI )( 1 -THAPOKCUTTPOTIaH-2 -HJT)aMUHO )-
2-0Kc0aTHN )-5-(2-muKITonponiIaneTaMuo )- | H-uanazon-3-kapbokcamumaa (346d).

Cramus 1: momydenuwe 5Tui-2-(3-kapOamori-5-(2-mukionporuianetamuso)- 1 H-uagazon-1-nm)amerarta
(346a).

Coenunenne 346a mosrydanu u3 3Ti-2-(5-amuHo-3-kapbamowm- 1 H-unnazon-1-m)anerara (345a) (5,0 T,
19,06 MMOJIB) TIO METOAMKE, PUBEACHHON I CTAANHM 3 CXeMBI 2. DTO Jallo Tocie o0padOTKH peaKknOHHON
CMECH M OYHMCTKH KOJIOHOYHOH (pidmi-xpomarorpadueil [CHIMKareib, dIIIOMPYs dTWianeratoM B H-rekcade (0-
50%)] atun-2-(3-xap6amon-5-(2-mukionponunaneramMuno)- 1 H-unnazon-1-mwr)anerar (346a) (1,0 r, 15,23%) B
BHJie OENIoro TBEPOTo BEIIECTBA;

MC (ES+): 344,0 (M+1), MC (ES-): 343,0,0 (M-1).

Cramust 2: nomydyenne 2-(3-kapOamomi-5-(2-muxiionponuianeramuno)-1H-uanazon-1-un)ykcycHoid Ku-
cioTel (346D).

Coenunenne 346b momyJany U3 M0 METOAWKE, MPUBEICHHON I CTaauu 2 cXeMbl 344. DTo majo mocie
00paboOTKN PEaKITMOHHON CMECH W OYMCTKH KOJIOHOYHOH (ummI-xpoMaTorpadueit [cunukaremns, smonpys MeOH
B EtOAc (0-10%)] 2-(3-xapbamoni-5-(2-muxionponmianeTaMuno)-1H-nama3om-1-mn)ykCycHyl0 KHCIOTY
(346b) (240,0 mr, 65%) B BHIE OEIOTO TBEPIOTO BEIIECTBA C METAJUIMIECKAM OTTCHKOM;

'H SIMP (300 MI'i, IMCO-dg) & 10,14 (c, 1H), 8,04-8,03 (1, 1H), 7,97 (c, 2H), 6,93 (c, 2H), 6,74-6,73 (x,
1H), 4,97-4,80 (M, 1H), 4,12-4,10 (M, 2H), 2,0-1,87 (M, 4H);

MC (ES-): 315,0 (M-1).

Cramus  3:  momyuenue  (R)-1-(2-((1-((Tper-OyTmnaumernncumn)okcu)npona-2-mi)(2-((3-xiaop-2-
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(hTopOEH3MIT)aMITHO )-2-0KCOATHI ) aMUHO )-2-0KCOITHI )-5-(2-IKIionponmianeTaMuno )- 1 H-uapazon-3-
kapOokcamuna (346¢).

Coenunenne 346¢ momydanmu u3 (R)-2-((1-((TpeT-OyTHIIAMETHIICHIIIII)OKCH ) TPOTIaH-2-11)aMHUHO )-N-(3-
xyop-2-propbenzmn)aneramuna (344c) (122 wmr, 0,314 mmonb) mo peaknmuud ¢ 2-(3-kapbamomin-5-(2-
nuKIIonponmianeTamuno)- 1 H-nanazon-1-nm)ykcycHor kucioroit (346b) (100 mr, 0,32 MMOJb) IO METOTUKE,
MIPUBEICHHOM IS CTauK 3 CXEMBI 2. DTO Jaio Tociie 00paboTKH PEaKIMOHHON CMECH U OYUCTKH KOJIOHOTHON
¢mm-xpomarorpadueil [cunmkarens, amooupys dTmiaaneratoM B H-rekcane (0-90%)] (R)-1-(2-((1-((Tpet-
Oy THIIIUMETHIICHITIIT)OKCH ) TIpoTiad-2-11)(2-((3-x510p-2-PTOPOESH3MIT)aMHHO ) -2 -OKCOITHIT ) aMUHO ) -2 -OKCOITHI ) -
5-(2-nmknonponunareramuio)- 1 H-uanazon-3-kapookcamu (346¢) (70,0 mr, 32%) B BUAE CBETIO-KOPUIHEBOTO
TBEPAOTO BEIECTBA;

MC (ES-): 685 (M-1).

Cramus 4: nomyuenue (R)-1-(2-((2-((3-x10p-2-dropOensmn)amuno)-2-0kcodTvi)( 1 -ruapokcunponan-2-
WIT)aMHHO )-2-0KCOATHI)-5-(2-1mknonpomnuiaeraMuio)- | H-uanazon-3-kapookcamunaa (346d).

Coenunenne 346d nmomyqanu u3 (R)-1-(2-((1-((Tper-OyTriauMeTHIICHITIIT ) OKCH ) pottat-2 -1t )(2-((3-x1op-
2-(propOeH3HI)aMHHO )-2-0KCOATHIT)aMHHO )-2 -OKCOITHI)-5-( 2-1iuKionponmianeTamu o )- | H-uamazon-3-
kapOokcammuga (346¢) (160 mr, 0,232 MMOJB) TIO peakinuu ¢ 3TaHobHBIM pactBopoM HCI (8 M) B atanone (10
MJI) TI0O METOJMKE, MPUBEIACHHON IJIS cTaaud 3 cxembl 292. D10 mano mociie 00paboTKHA peakIMOHHONW cMecH
(R)-1-(2-((2-((3-xy10p-2-hTropOeH3mI ) aMuHO )-2-0KCOITHI)( 1 -THIPOKCHITPOTTaH-2-1JT)aMHHO )-2-0KCOATHI)-5-(2-
muKIIonponuianeTamMuno)- 1 H-namazon-3-kapbokcamuy (346d) (17,0 mr, 13%) B Buae Gemoro TBEpIOTo Berie-
CTBa;

MC (ES+): 573 (M+1), MC (ES-): 571 (M-1).

Cxema 347
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MDA 347a

[Tonyuenne 1—(2-(((Tpch)-3—aMHHouHKno6yTHn)(2-((3—xnop-2—d)Top6eH3Hn)aMHHo)-2—0Kc03THn)aMHHo)-
2-okcoatun)-5-autpo- 1 H-nanazon-3-kapookcamuna (347b).

Cramust 1: momywyenne tper-OyTmi-((Tpanc)-3-(2-(3-kapdamonn-5-uurpo-1H-unnazon-1-wmm)-N-(2-((3-
XJI0p-2-(TOpOEH3MIT)aMIHO )-2-0KCOITHII )alleTaMU10 ) IUKIIOO0y THIT ) Kapbamara (347a).

Peaxius TpeT-0yTHia-((Tpanc)-3-((2-((3-xnop-2-pTopObeH3mn)aMuHo )-2-
OKCOATHJI)aMUHO ))IIUKII00yTHIT)KapOamata (169a) (570 wmr, 1,48 wmmone) ¢ 2-(3-kapOamowmn-5-autpo-1H-
uHaa30i- 1 -un)ykcycHoit kucnorou (267d) (300 mr, 1,14 MMOJB) IO METOAWKE, MPUBEACHHON JUIs CTaauu 3
CXeMBI 2, jana rocjie o0paboTKH peakIMOHHOM CMECH M OYMCTKU KOJIOHOYHOH (umiu-xpomarorpadueil [cnmm-
karenb, (12 1) smioupys EtOAc B IXM ot 0 no 100% B xaudectBe »mioeHTOB] Tper-OyTtmi-((Tpanc)-3-(2-(3-
kapOamonit-5-autpo- 1 H-uanazon-1-um)-N-(2-((3-x10p-2-GpTOpOCH3MIT)aMUHO ) -2 -

OKCOATHII)alleTaMUI0 )IIUKI00yTIn)Kapbamar (347a) (0,52 r, Berxox 73%) B Buae 6€I0r0 MOPOIIIKa;

'H SIMP (300 MT't, IMCO-dg) (cMech IBYX pOTAaLHOHHBIX H30MepoB) & 9,06 u 9,05 (2¢, 1H), 8,89 u 8,44
(2t, J=5,9 I'u, 1H), 8,33-8,22 (M, 1H), 8,03 u 7,69 (2¢c, 2H), 7,84 u 7,77 (21, J=9,3 ', 1H), 7,57-7,29 (M, 2H),
7,26-6,99 (M, 1H), 5,65 u 5,54 (2c, 2H), 4,92-4,75 (m, 1H), 4,47 n 4,32 (271, J=5,8 'y, 2H), 4,32 1 4,04 (2¢, 2H),
3,89-3,77 (m, 1H), 2,33-2,11 (M, 4H), 1,40 u 1,36 (2¢, 9H);

MC (ES+): 654,5 u 655,5 (M+Na); (ES-): 630,6 (M-1).

Cragms  2: momyuenue  1-(2-(((Tpanc)-3-amunormkIo0yTIN)(2-((3-Xx10p-2-PTOpOCH3IIT)aMUHO)-2-
OKCO3THII)aMHHO)-2-0KCOATII)-5-HUTpO- 1 H-unazon-3-kapbokcamuna (347b).

Peaxius TpeT-0yTrin-((Tpanc)-3-(2-(3-kapbamoni-S-aurpo-1 H-unnazon-1-um)-N-(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHII )alleTaMUI0 JuMKIoOyTiin)kapoamara (347a) (0,8 r, 1,266 mmonb) ¢ TOK
(0,975 mu1, 12,66 MMOIIb) TIO METOJIMKE, TIPUBEACHHOM ISl CTaUM 2 CXEMBI 2, 1aja mociie 00paboTKN peakuu-
OHHOW CMECH W OYHUCTKH KOJIOHOYHOU (idtmi-xpomatorpaduelt [cumukarens, (12 r) amoupys DMASO B JIXM,
ot 0 1o 50% B xagectBe 3mr0eHTOB] 1-(2-(((Tpanc)-3-aMmuHOIUKIOOYTHI )(2-((3-X110p-2-(hTOpOSH3MIT)aMHHO)-2-
OKCOATHII)aMHHO )-2-0KCO3THI )-5-HuTpo- 1 H-nunazon-3-kapboxcamuz (347b) (0,03 r, Berxox 5%) B Bume 6e1oro
TBEPJIOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-ds) (cMech ABYX pOTAaLHOHHEIX H30MepoB) & 9,058 u 9,05 (2¢, 1H), 8,88 u
8,43 (2t, J=5,9 I'n, 1H), 8,31 u 8,25 (2ax, J=9,3, 2,3 I'y, 1H), 8,03 u 8,00 (2¢, 1H), 7,85 u 7,77 21, J=9,3 I'Ly,
1H), 7,69 (c, 1H), 7,57-6,85 (M, 3H), 5,65 u 5,54 (2¢, 2H), 4,99-4,83 (m, 1H), 4,47 u 4,32 (2x, J=5,9 I'u, 2H),
4,29 u, 4,02 (2c, 2H), 3,48-3,24 (M, 1H), 3,10-2,77 (M, 2H), 2,25-2,10 (m, 1H), 2,12-1,90 (m, 2H), 1,87-1,73 (M,
1H);

PF SIMP (282 MTI'n, IMCO-de) (cMech IBYX POTALMOHHBIX H30MepoB) & -121,24, -121,59;

MC (ES+): 532,4 (M+1).
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Cxema 348
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[onyuenne 1-(2-((2-(3-xm0p-2-hTOpOECH3UITAMHUHO)-2-OKCOITHI)(LIUKIIOTIPOIIHIT ) -aMUHO ) -2 -OKCOITHIT ) -6~
¢rop-1H-nunazon-3-kapbokcamuna (348b).

Peakums 2-(3-xapbamonn-6-drop-1H-unnazon-1-nwn)ykcycnoir kuciotsl (348a) (202 wmr, 0,853 mmons,
MOJIy4eHHOW 10 MeToNy, IpuBeaeHHOMY Altmann, Eva et al. B Mmexxaynaponno#t nyonukamum PCT 2014002058,
03 sBaps 2014) ¢ N-(3-xnop-2-dpropdensun)-2-(muknonponmiamuHo Janeramuaom (10b) (328 mr, 1,28 mmois)
10 METOJWKE, TPUBEICHHON IS CTaauu 3 CXEMBI 2, TIocie 00pabOTKM PEeaKIIMOHHOW CMECH W OYHCTKH KOJIO-
HOYHOU (hmamI-xpomarorpadueii [cuinmkarens ¢ auxiopMmeran/merano (ot 1:0 no 19:1) manma 1-(2-((2-(3-xmop-
2-(propOeH3nIaMuHO )-2-0KCOITHI ) (ITUKIIOTIPOITHI ) aMHHO )-2-0KCOATH )-6-hTop- 1 H-mHma3on-3-kapbokcamu g
(348b) (80 mr, 20%) B BuE CBETIO-KOPUIHEBOTO TBEPIOTO BEIIECTBA;

'H AMP (300 MTI'ti, IMCO-dg) & 8,50 (1, J=5,8 T, 1H), 8,18 (yux, J=8,9, 5,4 T, 1H), 7,78 (c, 1H), 7,56
(zm, J=9,8, 2,2 T'u, 1H), 7,52-7,34 (m, 2H), 7,26-7,05 (M, 3H), 5,62 (c, 2H), 4,33 (a, J=5,7 I'y, 2H), 3,98 (c, 2H),
3,13-2,98 (m, 1H), 1,05-0,81 (M, 4H);

PF SIMP (282 MI'n, IMCO-de) & -114,79, -121,60;

MC (ES+): 498,4 u 500,4 (M+Na); MC (ES-): 510,4 (M+CI).

Cxema 349
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[Monyuenne 1-(2-(((Tpanc)-3-aMuHOIUKIOOYTHI)(2-((6-Op OMIMPHINH-2-FJT)aMHHO )-2-0KCOITHII)aMHUHO )-
2-okcoatun)-1 H-urnazon-3-kapbokcamuaa (349d).

Cramqus 1: MOJTy9ICHUE TpeT-0yTHIi-((Tpanc)-3-((2-((6-6poMIupHuINH-2 -HT)aMHUHO )-2 -
OKCO3THII)aMHHO )IUKJIOOyTHIT)kapOamara (349Db).

K pactBopy N-(6-6pommupuana-2-min)-2-xmaopaneramuna (349a) (0,55 r, 2,204 MMOib, TOTYISHHOTO IO
merony, npuBenenHoMy Chenard Bertand L. 1 Wu Xinyuan B MexxayHapoasoi myonukannu PCT 2016044792,
24 wmaptra 2016) B TI'® (10 mm) npudaBuwam DIPEA (0,578 wmi, 3,31 mwmonb), TpeT-OyTHi-(TpaHc)-3-
amuHOIMKIIOO0yTHIIKap6amar (0,452 1, 2,425 mmons) u nepememBainy npu 60°C B Teuenne 24 4. CMech BBUIH-
i B Hacklm. pactBop NaHCO; (60 M) u monydeHHyto cycrnien3uio skctparupoBam EtOAc (2x80 mur). O6be-
JMHEHHBIE OPraHUYECKUE CJIOW MPOMBIIH HACHIIEHHBIM BOJHBIM PAacTBOPOM XJIOPWA HATPHs, CYIIWIH, (HUIbT-
poBaiM, KOHIIEHTPHPOBAIM M OYHINAIN C ITOMOILIBIO (DISII-KOJOHOYHOW Xpomarorpaduu [cwimkareib 24 T,
EtOAc B cMecu rekcaHoB B kadecTBe 2moeHTOB oT 0 10 100%] ¢ momydenuem tpet-0yTi-((Tpanc)-3-((2-((6-
OpOMIMPHINH-2-1JT)aMHHO)-2-0KCOITHII)aMHHO )IIUKI00yTH)KapbamaTa (349b) (0,43 1, BeIXOx 49%) B BHIE
6€J10T0 TBEPIOTO BELIECTBA C METAJUIMUECKHM OTTEHKOM;

'H AIMP (300 MI'w, IMCO-dg) & 10,45 (c, 1H), 8,10 (un, J=8,1, 0,7 T'n, 1H), 7,75 (1, J=8,0 I'n, 1H), 7,35
(nm, J=7,7,0,7 I', 1H), 7,15 (7, J=7,6 T'n, 1H), 4,09-3,93 (m, 1H), 3,27-3,14 (M, 3H), 2,03-1,89 (M, 4H), 1,36 (c,
9H);

MC (ES+): 421,3, 423,3 (M+Na), MC (ES-): 397,3, 399,3 (M-1).

Cramust 2: monydenune TpeT-0yTui-((Tpanc)-3-(N-(2-((6-6poMIupuarH-2-1i1)aMIHO )-2-0KCOATHI)-2-(3-
kapOamoni- 1 H-urmazon-1-wmn)aneramMmuo )upkao0yTmn)kapoamara (349c¢).

Peakmmst  Tper-Oytun-((Tpanc)-3-((2-((6-0poMIupuaANH-T-1I1)aMUHO)-2-0KCOITHI)aMHHO)  IUKJIOOYTHII)
kapbamata (349b) (100 mr, 0,25 mmoib) ¢ 2-(3-kapbamonn-1H-unnaszon-1-un)ykcycHoii kuciaotoi (2e) (66 wr,
0,30 MMOJIb) IO METOIMKE, TPUBEJCHHOMN JUIS CTaUK 3 CXeMBI 2, ana nocie 00padoTKH peakIOHHOW CMECH H
OYMCTKH KOJOHOYHOH (hmdn-xpomarorpadueit [cumikarens, (4 r) amoupyst EtOAc B JIXM ot 0 1o 100% B ka-
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YecTBe 2TIOEHTOB] TpeT-OyTii-((Tpanc)-3-(N-(2-((6-0poMmupuanH-2-1I1)aMHHO)-2-0KCOITHIT)-2-(3-Kapbamont-
1H-unpazon-1-mr)aneramuno)uukinooyra)kapbamart (349¢) (0,12 r, Beixoa 80%) B BuIE 6€10T0 MOPOIIKA;

'H SIMP (300 MI't, IMCO-dg) (cMech ABYX poTaLHoHHBIX u30MepoB) & 11,25 u 10,90 (2¢, 1H), 8,23-8,11
(m, 1H), 8,05-7,91 (m, 1H), 7,87-7,55 (m, 2H), 7,50-7,18 (M, SH), 5,57 n 5,44 (2c, 2H), 4,98-4,81 (m, 1H), 4,55 n
4,22 (2¢, 2H), 3,92-3,75 (m, 1H), 2,33-2,14 (M, 2H), 2,13-1,97 (m, 2H), 1,39 u 1,34 (2c, 9H).

Cramus 3:  momydenue  1-(2-(((tpanc)-3-aMuHOTIMKIOO0YTHIN)(2-((6-OpOoMIHPHIUH-2 -HJT)aMHHO )-2-
OKCO3THII)aMHHO )-2-0KcodTw )- | H-uamazon-3-kapbokcamuna (349d).

Peakmust  Tpet-OyTii-((Tpanc)-3-(N-(2-((6-6poMImupuInH-2-11)aMHIHO )-2-0KC0o3TH )-2-(3-kapOamorr- 1 H-
WHa3071- | -min)aneTaMua0 ) Kooyt ) kapoamata (349c¢) (0,12 r, 0,2 mmous) ¢ TOK (0,15 mu, 2,0 MMoItb) 1Mo
METOJIMKE, PUBEJACHHON ISl CTAJNU 2 CXEMBI 2, Nlaia mocjie 00paboTKH peakIMOHHONH CMECH M OYHCTKHU KOJIO-
HOYHOU (prdnI-xpomarorpadueit [cunnkarens, (12 r) amoupyss DMASO B IXM, ot 0 no 50% B kauecTBe ato-
€HTOB] 1-(2-(((tpanc)-3-amuHOIMKIOO0Y THIT )(2-((6-OpOMIMPHUANH-2-HIT)aMUHO )-2-0KCOITHI )aMHHO ) -2 -
okcoaTn)- 1 H-urnazon-3-kapookcamun (349d) (0,075 r, Berxon 75%) B Buje 6€7I0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI', IMCO-dg) (cMech BYX poTamioHHEIX H3oMepoB) & 10,88 (c, 1H), 8,23-7,96 (v, 2H),
7,87-7,54 (m, 3H), 7,49-7,19 (m, 4H), 5,56 n 5,44 (2c, 2H), 5,03-4,86 (M, 1H), 4,53 u 4,21 (2¢, 2H), 3,46-3,20 (M,
3H), 2,41-2,31 (m, 1H), 2,25-1,95 (m, 2H), 1,86-1,73 (M, 1H);

MC (ES+): 500,4, 502,4 (M+1), MC (ES-): 498,4, 500,4 (M-1).

Cxema 350
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[Moxyuenwne 1-(2-(((rpanc)-3-aMuHOIMKIOOYTHI)(2-((6-OpOoMIHpa3uH-2-1IT)aMUHO)-2-0KCOITHII )aMHHO)-2-
okcodtnn)- 1 H-uanazon-3-kapookcammuma (350c¢).

Cramqus 1: TOJTyYICHUE TpeT-0yTri-((Tpanc)-3-((2-((6-6poMmupasuH-2 -1 )aMHUHO )-2-
OKCO3THIJI)aMHHO )IIUKJIO0yTHIT)KapOamara (350a).

Coenunenne 350a monmyqanu u3 N-(6-Opomrmpasun-2-wn)-2-xyopaneramuaa (49b) (0,5 r, 1,4 Mmmois) o
METOJIMKE, MPUBEACHHON s cTaauu 1 cxembl 349. DTo nano mocie 00paboTKU PEaKIMOHHON CMECH M OUUCTKH
KOJIOHOYHOH (idI-xpomaTorpadueii [cunmkarens 24 r, EtOAc B cMecr TeKCaHOB B Ka4ecTBe AJTI0eHTOB oT 0 10
100%]  tper-OyTmn-((Tpanc)-3-((2-((6-OpoMImupazuH-2-11)aMHUHO )-2-0KCOITUII)aMHHO ) IUKIO0 Y THIT)KapOaMat
(350a) (0,08 T, BBIXOA 14%) B BHIE OCIOTO TBEPIOTO BEIECTBA;

'H SIMP (300 MI'n, IMCO-dg) & 9,32 (1, J=0,6 T, 1H), 8,56 (11, J=0,6 T', 1H), 7,14 (x, J=7,6 I'n, 1H),
4,07-3,95 (M, 1H), 3,31-3,14 (M, 3H), 1,96 (1, J=6,5 'y, 4H), 1,36 (c, 9H);

MC (ES+): 400,4, 402,4 (M, M+2), 4223, 424 4 (M+Na).

Cramust 2: momyueHue TpeT-OyTui-((tpanc)-3-(N-(2-((6-0pomnupasuH-2-1i1)aMHHO)-2-0KCodTHII)-2-(3-
kapOamomnit-1H-unpnazon-1-nmin)aneramMmuno)uuknooyruin)kapbamara (350b).

Peaxtmst TpeT-0yTHi-((Tpanc)-3-((2-((6-6poMmupa3uH-2 -1 )aMHUHO )-2 -OKCOITHII)aMHUHO ) IUKIIOO Y THII)-
kapOamara (350a)(80 mr, 0,2 mmons) ¢ 2-(3-kapbamoni- 1 H-unnazon-1-mn)ykcycHoit kuciotoi (2¢) (53 mr, 0,24
MMOJIb) TI0O METOMKE, IPUBEIACHHOMN I CTAIWH 3 CXEMBI 2, naJa mociie 00paboTKH PEaKITMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH (hmmI-xpomarorpadueii [cunnkarens, (4 r) smoupyst DMASO 8 IXM ot 0 1o 30% B xauecT-
Be 2roeHTOB] Tper-OyTui-((Tpanc)-3-(N-(2-((6-OpoMmupasnH-2-1i)aMUHO)-2-0KcodThN )-2-(3-kapoamorn-1H-
WH1a301- | -1in)anetaMu o ) ko0 y i )kapoamat (350b) (0,09 r, Bexon 75%) B BHAE 0SIOT0 TBEPAOTO BEIIECT-
BA;

MC (ES+): 601,4, 603,4 (M, M+2).

Cramms  3:  momyuyenume  1-(2-(((tpanc)-3-amuHOIMKIOOYTHI)(2-((6-OpomMmmpa3nH-2-1iT1)aMHHO)-2-
OKCO3THII)aMHHO)-2-0KkcoaTmi)-1 H-unnazon-3-xapookcamuna (350c).

Peakums  Tper-Oytun-((rpanc)-3-(N-(2-((6-OpomnupazuH-2-nir)aMruHO )-2-0KCOITHI)-2-(3-kapoamoni- 1 H-
WHa3071- | -min)aneTaMua0 ) IMKIo0y i) kapoamara (350b) (0,09 r, 0,15 mmons) ¢ TOK (0,23 M, 3,0 MMoJIb) 1O
METOJIMKE, MPUBEJACHHON JIJIsl CTAJNN 2 CXEMBI 2, Jlaia mocjie 00paboTKH peakKIMOHHONH CMECH M OYMCTKH KOJIO-
HOYHOH (hmduI-xpomarorpadueit [cumukarens, (12 ) samoupys DMASO B IXM, ot 0 1o 50% B kadecTBe 3I1i0-
€HTOB] 1-(2-(((rpanc)-3-aMuHOTIMKIO0Y THI ) (2-((6-OpoMIIHpa3HH-2-HJT ) aMHHO )-2-0KCOITHIT )JaMUHO )-2 -
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okcoaTn)- 1 H-urnazon-3-kapookcamun (350c) (0,06 r, Berxox 80%) B Buge 6€I0T0 TBEPAOTO BEIICCTBA;

'H SIMP (300 MI't, IMCO-dg) (cMech IBYX pOTALHOHHBIX H30MepoB) & 9,38 u 9,24 (2¢, 1H), 8,62 u 8,54
(2¢, 1H), 8,21-8,13 (m, 1H), 7,71 (c, 1H), 7,62 u 7,60 (2x, J=3,4 I'u, 1H), 7,49-7,35 (M, 3H), 7,31-7,20 (M, 1H),
5,57 u 5,45 (2¢, 2H), 4,96 (x, J=7,9 I'u, 1H), 4,55 u 4,25 (2¢, 2H), 3,49-3,22 (M, 1H), 2,45-1,97 (M, 3H), 1,94-
1,76 (m, 1H);

MC (ES+): 501,2, 503,2 (M, M+2), 523,2, 525,2 (M+Na).

Cxema 351
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[Monyuenne 5-amuHo-1-(2-(((Tpanc)-3-amuHOIUKIO0 Yy THI ) (2-((3-Xx510p-2-PTOpOESH3MIT ) aMHHO ) -2 -

OKCO3THII)aMHHO )-2-0KkcodTw )- | H-unmazon-3-kapbokcamuna (351b).

Cramuss  1: momydenuwe tpeT-OyTui-((Tpanc)-3-(2-(5-amuno-3-kapbamounn-1H-unmazon-1-mr)-N-(2-((3-
XJIOP-2-PTOPOCSH3IIT)aMHHO )-2-0KCOITHIT)alleTAMHIO ) IIMKJIO0yTHIT ) KapOamara (351a).

Coenunenre 351a momydanu w3 TpeT-OyTui-((Tpanc)-3-(2-(3-kapodamoni-5-aurpo-1 H-urmazomn-1-mm)-N-
(2-((3-xy0p-2-¢pTOpOECH3NIT)aMHHO )-2-OKCOITHII )alleTaMU 10 ) IMKII0O0y THIT)kapOamara (347a) (0,4 T, 0,63 MMoub)
MO0 METOJIUKE, TIPUBEACHHOMN T cTaauu 6 cxembl 328. D10 majio mociae oOpaboTKH PEaKIIMOHHOW CMECH M OUH-
cTku (ni-xpomartorpadueit [cumukarens 12 1, DMASO 8 XM ot 0 mo 30% B KauecTBe 3IFOCHTOB] TPET-
oyrui-((Tpanc)-3-(2-(5-amuHo-3-kapbamon- 1 H-unnazon- 1 -mm)-N-(2-((3-xsop-2-¢hTopOeH3nin)aMuHo ) -2-
OKCOATHJI)alleTaMU0 )IIUKI00yTHi)Kapbamar (351a) (0,25 T, Berxox 66%) B BHAE OEIOr0 TBEPAOTO BEIIECTBA C
METAJUTMIECKAM OTTCHKOM;

MC (ES+): 602,5 M+1), MC (ES-): 636,5 (M+Cl).

Cramus 2: noydenue S-aMuHo- 1-(2-(((Tpanc)-3-amuHOIUKI00 Yy THI ) (2-((3-X510p-2-PTOpOSH3MIT ) aMHHO )-2 -
OKCO3THII)aMHHO )-2-0KcodTw )- | H-unmazon-3-kapbokcamuna (351b).

Coenunenne 351b momywanu u3 Tper-OyTmin-((Tpanc)-3-(2-(5-amuno-3-kapbamomi- 1 H-uanazon-1-n)-N-
(2-((3-x10p-2-hTOPOECH3MIT)aMIUHO )-2-0KCOITHI )alleTaMUI0 ) ITUKI00y T )kapbamata  (351a) (0,08 1, 0,133
MMOJIb), uctionb3yst TOK (0,205 mit, 2,66 MMOIIB) IO METOAMKE, IPUBEACHHON AJIS CTAINH 2 CXEMEI 2. DTO a0
nocie oOpabOTKH PEaKIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOM (umII-xpoMaTorpaduei [cuimkarens, (4 T)
amoupys DMASO B JIXM, or 0 no 50% B KadecTBe OIMIOCHTOB] S-amuHO-1-(2-(((TpaHnc)-3-
aMHHOIUKIIOO0Y THIT ) (2-((3-X1m0p-2-hTOpOEH3MIT)aMHHO )-2-0KCOATHIT ) AMUHO ) -2-0KcoaTHI)- | H-nHnazon-3-
kapOokcamun (351b) (0,053 1, Beixoa 79%) B BuIie O€IOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MT'y, IMCO-d¢) & 8,89 u 8,51 (21, J=6,0 ', 1H), 8,10 u 8,01 (2¢, 2H), 7,64-6,88 (M, 9H),
5,43 u 5,30 (2¢, 2H), 5,14-4.91 (M, 1H), 4,46 (n, J=5,6 I'n, 1H), 4,36-4,28 (M, 2H), 4,05 (c, 1H), 3,74-3,15 (M,
2H), 2,68-2,58 u 2,46-2,30 (2m, 2H), 2,23-2,09 (M, 2H);

PF SIMP (282 MI'ri, IMCO-de) (cMech IBYX POTAIHOHHBIX H30MepoB) & -121,25, -121,59;

MC (ES+) 502,4 (M+1).
Cxema 352
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-5-
(ruppoxcumeTtin)- 1 H-uanazon-3-kapookcamuna (352b).
Cranus 1: momydyenue 3-kap6amon-1-(2-((2-(3-xsop-2-¢pTopOeH3NIAMHIHO)-2-0KCOATHI )( LUKJIOTIPOTIHI)-
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aMUHO )-2-0kcoaTwi )- | H-unnazon-5-kapookcuanruapuaa (3TmikapoonoBoro) (352a).

K cycnensun 3-kapbamomni-1-(2-((2-(3-xnop-2-¢propOeH3uIaMmuHo )-2-0KCOITHI ) (LIUKIOTPOIIIII ) aMHHO ) -2 -
okcodTnn)- 1 H-uanazon-5-kapoonoBoit kuciaotsl (199a) (100 mr, 0,199 mmons) B JIXM (2 M) npubaBuim Tpu-
stwnamud (0,083 M, 0,598 MMoip) ¢ mocneayromuM npudaBieHneM dtuwikapboHoxmopunata (0,029 v, 0,299
MMoutb) mipu 0°C. Peaknmonnyto cmech nepemenuBanu pu 0°C u pazbaBunu quxiopmeradoM (100 mi). Peak-
IIMOHHYIO CMECh TIPOMBIBAII BOJI0H (50 MJT) ¥ HACHIIIIEHHBIM BOJHBIM PacTBOPOM Xjopuaa Hatpus (50 mi), cy-
M, (QUIBTPOBATM M KOHIICHTPUPOBAIM B BaKyyMmMe ¢ ToidydeHHeM 3-kapbamom-1-(2-((2-(3-xmop-2-
(hropOEeH3NITAMITHO )-2-0KCOATHII)(IIUKJIOTIPOITHIT )aMUHO )-2-0KcodTHN ) - | H-H1a3011-5-kapbokcnanruapuia
(atmnkap6oHOBEIiT) (352a) (108 Mr) B BHIe OSIOro TBEPJOrO BEIIECTBA ¢ METALTMYCCKHM OTTEHKOM, KOTOPBIA
MCIIOJIb30BAJIM B TAKOM BHJIE Ha CJICAYIOLIEH CTaJNH.

Cragus 2: mnonyuenue 1-(2-((2-(3-xmop-2-hTopOeH3MIAMUHO)-2-0KCOATHI ) IUKIOMPOTIHI )aMUHO )-2-
OKCO3THN)-5-(ruapokcumeTtiu)- 1 H-unnazon-3-kapookcamuna (352b).

K pacrtBopy 3-kapbamomni-1-(2-((2-(3-xnop-2-¢propOeH3uIaMmuHO )-2-0KCOITHI ) (LIUKIOTPOITII ) aMHHO)-2-
okcoaTii)- 1 H-nanazon-5-kapbokcuanruapuna (3TrikapoonoBoro) (352a) (yka3aHHBIH BBIIIE CHIPOH HPOIYKT,
93 wmr, 0,162 MMomb) B MeTaHoJIe (4 MiT) mpubaBmin 6oporuapua Hatpus (12,51 mr, 0,324 MMOITb) U TIEpeMeEIIIH-
BaJIM IIpY KOMH. TeMII. B Tedenue 0,5 4. PeakimonHyio cmech pa3zdasmin sTwianeraToM (80 mit), HEHTpalIn3oBa-
JU YKCYCHOW KHUCIIOTOH, MPOMBIBAIH BOJOH (40 MJI), HACHIIIEHHBIM BOJHBIM PacTBOPOM XJjopuaa Hatpus (40
MJI), CYIIWIH, QMIBTPOBAIN M KOHIEHTPHUPOBAIX B BakyyMme. ChIpOi MPOIYKT OYMINAIHM C TOMOIIBIO (PIIdII-
KOJIOHOYHOW XpomaTtorpaduul [CHIINKareib, dMOUpys cMech rekcaHos/10% meranon B stumanetare (ot 1:0 mo
0:1)] ¢ monmyuenuem 1-(2-((2-(3-x0p-2-hpTOpOESH3MITAMUHO)-2-0KCOITHIN ) (ITUKIIOTIPOTIHI ) aMHHO )-2-0KCOITHII)-5-
(ruppokcumeTtin)- 1 H-unnazon-3-kapbokcamuna (352b) (17 mr, 20% 3a mBe craguu) B BHAC OEJIOr0 TBEPIOTO
BEILIECTBA;

'H SIMP (300 MI';, IMCO-dg) & 8,50 (t, J=5,9 I'n;, 1H), 8,14 (c, 1H), 7,69 (c, 1H), 7,58 (z, ]=8,8 ', 1H),
7,50-7,42 (m, 1H), 7,40-7,31 (m, 2H), 7,26-7,18 (m, 1H), 7,12 (1, J=7,8 T'n, 1H), 5,64 (c, 2H), 5,27 (t, J=5,7 I'y,
1H), 4,61 (xn, J=5,6 I'n, 2H), 4,33 (1, J=5,6 ', 2H), 3,98 (c, 2H), 3,16-2,94 (m, 1H), 1,10-0,79 (m, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,60;

MC (ES+): 510,4 u 512,4 (M+Na); MC (ES-): 486,4 (M-1).

Cxema 353
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMUHO)-2-0KCOITHN )(ITUKITOTIPOTIFIT ) aMHIHO )-2-OKCOITHI)-6-
(ruppoxcumetnn)- 1 H-uanazon-3-kap6okcamuna (353b).

HO

Cramqus 1: TOJTyYCHUE 3-kap6amomni-1-(2-((2-(3-xm0op-2-PpTOopOeH3MIaMUHO )-2-
OKCOITHI ) (IUKIIOTIPOITHI ) aMHHO )-2-0KCcOATHN )- | H-uHma301-6-kapbokcuanruapuna (3tuiakapoboHosoro) (353a).
Peaxuust 3-kapbamoni-1-(2-((2-(3-xmop-2-propOoeH3nITaAMHUHO ) -2 -0KCOITII ) (IIUKIOTIPOITUIT ) aMHHO ) -2~

okcoatin)- 1 H-nnnazon-6-kapbonosoit kuciotsl (208a) (100 mr, 0,199 mMMmonb) ¢ 3THIKapOOHOXJIOPUIATOM
(0,029 mn, 0,299 MMOb IO METOAUMKE, IPUBEACHHOW [T cTaanu 1 cxemsl 352, nama nocie o0pabOTKH peakiiy-
OHHOM cMmecn  3-kapbGamomi-1-(2-((2-(3-x10p-2-propOeH3MIaMIUHO )-2-0KCOITHII ) (LIUKIOIPOITHIT ) aAMHHO)-2-
okcoaTin)- 1 H-nanazon-6-kapbokcuanruapun (3tunkapoonoBsiid) (353a) (107 mr) B Buae Oesioro TBEpaoro Be-
IIECTBa, KOTOPOE UCIIOIb30BAJIM B TAKOM BUJE Ha CIICIYIOUICH CTaluM;

MC (ES+): 510,4 u 596,4 (M+Na).

Cramuss  2: momyuenue 1-(2-((2-(3-xmop-2-GpTopOeH3MIaMUHO)-2-0KCOITHN ) (IIAKIOTIPOTIFI ) aMIHO )-2-
0KCO3THN)-6-(Trnpokcumetnn )- | H-urnazon-3-kapbokcamuaa (353b).

Peaxrmst 3-kap6amoni-1-(2-((2-(3-xmop-2-GTOopOeH3MIAMUHO )-2-0KCOITHI ) (IIAKIOTIPOTIFIT ) aMHIHO )-2-
okcodTnn)- 1 H-nana3on-6-kapookcuanruapuna (3tuikapoonosoro) (353a) (97 mr, 0,169 mMmoib, ceipoif) ¢ 60-
porunpunom Hatpust (13,05 mr, 0,338 MMoIb) IO MeTOMKE, IPUBEACHHOM A cTaguu 2 cxeMbl 352, nana rmo-
cyie 00pabOTKM peaknNOHHON CMECH M OYHCTKH KOJIOHOYHOH (dmi-xpomartorpadueil [cuiiKareis ¢ AUXIOpMe-
tan/meranon (ot 1:0 mo 19:1)] 1-(2-((2-(3-xmop-2-PpTOpOSHIUIAMIHO )-2-0KCOITHI ) (I{UKJIOTPOTIHIT )JaMUHO )-2 -
OKCO3THI)-0-(TuapokcumeTt)- 1 H-unnazon-3-kapbokcamuy B Bune 6enoro tBepaoro Bemiectsa (353b) (28 wr,
32% 3a nBe cragun).

'H SIMP (300 MI';, IMCO-dg) & 8,51 (t, J=5,9 I'ny, 1H), 8,10 (1, J=8,4 'y, 1H), 7,70 (c, 1H), 7,57 (c, 1H),
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7,50-7,41 (m, 1H), 7,36 (c, 1H), 7,28-7,18 (M, 2H), 7,12 (1, J=7,8 I', 1H), 5,64 (¢, 2H), 5,36 (t, J=5,6 T'u, 1H),
4,62 (1, J=5,6 T, 2H), 4,33 (1, J=5,7 T'y, 2H), 3,99 (¢, 2H), 3,12-2,98 (m, 1H), 1,04-0,87 (m, 4H);

PF SIMP (282 MTI'ty, IMCO-dg) & -121,60;

MC (ES"): 510,4 u 512,4 (M+Na); MC (ES-): 522,5 (M+CI).

Cxema 354
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[Tonyuenne 6-x110p-1-(2-((2-(3-x510p-2-PpTOpOEH3INTAMUHO )-2 -OKCOITHIT ) (ITUKIIOTIPOITNI ) -AMHUHO ) -2 -

okcoatnn)- 1 H-uanazon-3-kapookcamuna (354b).

Peaxmms 2-(3-kap6amonin-6-xiop-1H-unmazon-1-um)ykcycnoit kucnotsl (300 mr, 1,183 MMoib), mosrydeH-
HOW 1o MeTony, mpuBeaeHHOMY Altmann, Eva et al. B mexxmynaponnoit myonukanuu PCT 2014002058, 03 sH-
Baps 2014), ¢ N-(3-xmop-2-hTopobersmn)-2-(IuKaonponuiaMuHo )areramuaom (10b) (455 mr, 1,774 MMoutb) mo
METOJIMKE, MPUBEJACHHON ISl CTAJNA 3 CXEMBI 2, Najia mocjie 00paboTKH peakIMOHHONH CMECH M OYMCTKH KOJIO-
HOYHOH (mI-xpomartorpadueil ¢ moMonipio (QIsII-KOJIOHOYHONH XpoMarorpad iy [CHIMKareib co cMech I'ekca-
HOB/10% metanou B stmianerare (ot 1:0 mo 1:1)] 6-xmop-1-(2-((2-(3-x10p-2-hTopOeH3UITAMUHO ) -2 -OKCOITHI)-
(UMKIIOTPONHIT)aMUHO)-2-0KcoaThi)- 1 H-unnaszon-3-xkapookcamun (108 mr, 19%) B BHIE CBETIO-KOPUYHEBOTO
TBEPAOTO BEIIECTRA. 'H aMmP (300 MTI'i, IMCO-dy) & 8,51 (T, J=5,8 ', 1H), 8,17 (ax, J=8,7, 0,7 I'u, 1H), 7,90
(nm, J=1,8, 0,7 T'n, 1H), 7,82 (¢, 1H), 7,51-7,42 (M, 2H), 7,28 (an, J=8,7, 1,7 I'u, 1H), 7,26-7,19 (m, 1H), 7,14-
7,07 (m, 1H), 5,66 (c, 2H), 4,33 (n, J=5,7 T'u, 2H), 3,98 (c, 2H), 3,17-2,94 (m, 1H), 1,05-0,84 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,62;

MC (ES+): 514,4 u 516,4 (M+Na); MC (ES-): 490,4 (M-1).

Cxema 355
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[Tonyuenne 6-ametnin-1-(2-((2-(3-xmop-2-propOeH3nTaAMUHO )-2 -OKCOITHIT ) (ITUKIIOTIPOITHI ) -aMHUHO ) -2 -

okco-3TIn)- 1 H-uagazon-3-kapookcamuaa (3551).

Cramus 1: moydenue 6-6pom-1H-nnaazon-3-kapobokcamuna (355b).

K pactBopy 6-6pom-1H-nnma3on-3-kapobonoBoii kuciots! (355a) (2 1, 8,30 mmoins) B TT'® (40 M) mpu -
15°C npubasuim u300ytra xmopdopmuar (1,77 mi, 13,28 mmons) u 4-metunmopdoinun (1,47 mi, 13,28 Mmous)
1 nepememuBany npu -15°C B Tedyenue 2 4. PeaknnoHHYIO cMech 00paboTalld KOHII. THAPOKCHIOM aMMOHUS
(5,61 mu, 83 mMmoinb) mpu -15°C, nepemenmBanu npu -15°C B TedueHne 1 4 ¥ OCTaBWIIM HarpeBaThCs 10 KOMH.
TEMII. B TCUCHHE HOUM. PeakimoHHYyI0 cMech pa3baBmim stmwianetatoM (200 mur) u Bomowt (100 mur). TTomyuen-
HBIN 0caZioK coOpai QIIbTPOBAHUEM CYIIMIH B BAKYyMe C MOIy4YeHueM 6-0poMm-1H-urna3on-3-kapbokcamuna
(355b) (1,148 1, 58%) B BHIIE CBETIO-KEITOTO TBEPIOTO BEIICCTRA;

'H SIMP (300 MI'u, IMCO-dg) & 13,52 (c, 1H), 8,10 (x, J=8,6 T'n, 1H), 7,88-7,80 (M, 2H), 7,43 (c, 1H),
7,39-7,33 (m, 1H).

Cramus 2: moydenue 3Tmi-2-(6-06pom-3-kapdbamon-1 H-uanazon-1-um)amerara (355¢).

Peaxmmst 6-6pom-1H-unnazon-3-kapbokcamuaa (355b) (1,1 1, 4,58 mmons) ¢ atundpomaneratom (0,73 mur,
6,42 MMOJITb) IO METOJIUKE, MPUBEACHHOM /I cTamuu 1 cxembl 43, nana mociae oOpaboTKH PEaKIMOHHON CMecH
3THI-2-(6-6pom-3-kapbamon- 1 H-namazon-1-um)anerat (355¢) (1,403 1, Beixox 94%) B Buzae 6e10ro TBEpPIOTO
BEIIIECTBA C METAJUIMIECKAM OTTCHKOM, KOTOPHI HCITOIB30BAN B TAKOM BHJIC Ha CIIEAYIOIIEH CTaANM;

MC (ES+): 348,2, 350,2 (M+Na).

Cranus 3: noixydeHue 3Tii-2-(6-anetui-3-kapoamomni- 1 H-uanazon-1-mnanerara (355d).

Peaxums stun-2-(6-6pom-3-kapoamoni-1H-nanazon-1-mn)anerara (355¢) (300 mr, 0,92 mmons) ¢ Tpudy-
(1 -3TokcuBuam)ctanHanoM (0,4 M1, 1,15 MMONB) MO METOAMKE, MPUBEICHHOW IS CTamuu | u craguu-2
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cxembl 206, rana nocie oOpabOTKH PEaKIMOHHOW CMECH M OYMCTKH KOJIOHOYHOH (umin-xpomatorpadueit [cu-
JIMKAreyb co cMech rekcanos/10% meranon B atmnanetare (ot 1:0 go 1:1)] atun-2-(6-anerni-3-kapdbamon-1H-
WHAa30J- 1 -mn)anerat B Buae Oeioro tBepaoro BemiecTBa (355d) 126 mr, 45% 3a nBe craguu) B BHIE CBETIO-
JKEJITOTO TBEPIOTO BEIIECTBA;

'H SIMP (300 MI'u, IMCO-dg) & 8,53-8,51 (m, 1H), 8,27 (1, J=8,6, 0,8 T'u, 1H), 7,87-7,80 (m, 2H), 7,54
(c, 1H), 5,61 (c, 2H), 4,18 (x, J=7,1 I'u, 2H), 2,68 (c, 3H), 1,22 (1, J=7,1 'y, 3H);

MC (ES+): 312,4 (M+Na).

Cramus 4: noydenue 2-(6-anetmi-3-kapoamoni- 1 H-unmazon-1-mi)ykcycHoit kucioTsl (355¢).

Peaxmust atun-2-(6-anerun-3-kapoamoni- 1 H-uagazon-1-um)anerara (355d) (109 mr, 0,38 MMonb) ¢ rua-
patom ruapokcuaa autus (97,0 mr, 2,26 MMOJIb) TT0 METOAWKE, MPUBEIACHHON I cTaauu 2 cXembl 129, nama
nocyie 00pabOTKN PEeakIMOHHOW cMecH W OYHCTKH 2-(6-auerwi-3-kapoamoni-1 H-unnazon-1-nn)ykcycHol ku-
ciotoit (355¢) (75 mr, 76%) (75 mr, 76%) B BUE )KEATOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MTI'i, IMCO-de) & 13,36 (c, 1H), 8,51 (r, J=1,1 T', 1H), 8,26 (mux, J=8,6, 0,8 I'n, 1H), 7,89-
7,76 (m, 2H), 7,52 (c, 1H), 5,49 (c, 2H), 2,68 (c, 3H);

MC (ES-): 260,4 (M-1).

Cragus 5: HOIy4YeHue 6-anermi-1-(2-((2-(3-xmop-2-PpTopOeH3nIaMHHO)-2-OKCOITHII )-
(LMKITOTIPOTTHIT)aMHHO)-2-0kc0odTmn) - | H-mHna3on-3-kapookcamuna (355¢1).

Peaxmust 2-(6-anetmi-3-kapoamonn- 1 H-unmazon-1-mn)ykcycHoit kucnoroit (355¢) (45 mr, 0,172 MMoib) ¢
N-(3-x50p-2-propdensmn)-2-(mukmonponmiaMuHo JaneramuaoM (10b) (66 mr, 0,26 MMOJIB) IO METOAWKE, TIPH-
BEJICHHOW ISl CTaIuU 3 CXEMBI 2, mana mocjiae 00paboTKH pEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpoMmartorpadueit [cwimkarenr ¢ guxiaopmertan/metanon (ot 1:0 mo 19:1)] 6-amermn-1-(2-((2-(3-xmop-2-
(hTopOEH3NITAMITHO )-2-0KCOITHII)-(IUKIIOTPOTIHII ) aMHHO )-2-0kcodThi) - | H-uaaazon-3-kapookcamun (355f) (28
MT, 33%) B BHJIE CBETJIO-KOPUIHEBOTO TBEPJIOTO BEIIECTBA;

'H SIMP (300 MT'i, IMCO-de) & 8,54 (T, J=5,8 T'y, 1H), 8,35-8,33 (m, 1H), 8,26 (ux, J=8.6, 0,8 'y, 1H),
7,84 (c, 1H), 7,82 (mnm, J=8,6, 1,3 T'n, 1H), 7,49 (¢, 1H), 7,47-7,39 (M, 1H), 7,24-7,16 (M, 1H), 7,05 (Tn, J=7.8, 1,1
I'y, 1H), 5,79 (c, 2H), 4,33 (1, J=5,7 I'n, 2H), 4,00 (c, 2H), 3,16-3,01 (M, 1H), 2,64 (c, 3H), 1,05-0,88 (M, 4H);

F SIMP (282 MI'n, JIMCO-dg) & -121,63;

MC (ES+): 522,4 (M+Na); MC (ES-): 498,6 (M-1), 534,4 u 536,5 (M+Cl).

Cxema 356
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Momyuenne 1-(2-((2-((3-x70p-2-DTOPOSHIMIT)aMHUHO)-2-0KCOITHN )(ITUKITOTIPOTIFIT ) aMHIHO )-2-OKCOITHI )-6-
rmaHo- 1 H-nanazon-3-kap6okcamunaa (356¢).

Cramus 1: momydenue >Tmi-2-(3-kapoamoni-6-mimano- 1 H-ungazon-1-m)amnerara (356a).

Coenunenne 356a noixydanu u3 3TiiI-2-(6-0pom-3-kap6amonin-1H-nanazon-1-mm)anerara (355¢) (300 wmr,
0,92 mmoie) B 1,4-nuokcane (10,0 mi), ucnons3ys muanua muaka (1,08 T, 9,2 mmons), K,CO5; (321 wr, 2,3
MMOJIB) U Terpakuc(tpudenmipochun)namaguii(0) (425 mr, 0,368 MMoIb) O METOAMKE, MPHUBEACHHOHN IS
cramun 3 cxemsl 301. Dto nmamo mocne oOpabOTKM pPEaKIMOHHOW CMECH M OYMCTKM KOJOHOYHOH (uidmI-
xpoMmartorpadueil [cumuKarens, MOUPyst cMech rekcaHo/10% meranon B stmnanetare (ot 1:0 mo 0:1)] momy-
YUTh STHI-2-(3-KapOamom-6-tmano- 1 H-urna3on-1-mn)anerar (356a) (23 mr) B Buae 0e10ro TBEpAOro BEIIECT-
Ba, KOTOPOE MCIOJB30BaJIM B TAKOM Buje Ha cienyromen craaun. MC (ES-): 271,4 (M-1).

Cramus 2: nonyuenue 2-(3-kapbamonn-6-mmmano- 1 H-uagazon- 1 -mn)ykcycHoi kuciaotsl (356D).

Peaxmmst atrin-2-(3-kapbamonn-6-nmano- 1 H-unanazon-1-mm)anerara (356a) (20 mr, 0,073 MMoutb) ¢ Tuapa-
ToM Tuapokcuaa utust (19 mr, 0,44 MMOJIB) 1O METOUKE, MTPUBEACHHON IS cTafuu 2 cxeMbl 129, mama mocie
00paboTKH peakImoHHON cMecH 2-(3-kapbamomin-6-nimano- 1 H-unnazon-1-mn)ykcycunyto kucnoty (356b) (10 mr,
5% 3a 3 cragun) B Buze 0€1I0T0 TBEPAOTO BEIIECTBA;

MC (ES-): 243,4 (M-1).

Cragus 3: momydenue 1-(2-((2-((3-xmop-2-pTopOEeH3MIT)aMUHO )-2-0KCOITHIT ) HUKIOMPOIIIIT)aMUHO )-2-
OKCOATHN)-6-11rano- 1 H-unmazon-3-kapbokcamumaa (356¢).
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Peaxums 2-(3-kapbamoni-6-1pano-1H-nnna3zomn-1-mm)ykcycHoit kucnotsr (356b) (10 mr, 0,041 mMmoib) c
N-(3-x510p-2-hTopOeH3mn)-2 -(uuKIonponmiaMuHo )areramMmuaoM (10b) (16 mr, 0,06 MMOB) MO METOIMKE, TPU-
BEJICHHOW ISl CTaIuU 3 CXEMBI 2, Jana mocjie 00paboTKH pEaKIIMOHHON CMECH M OYHUCTKH KOJIOHOYHOU (HIIdIm-
xpoMatorpadueir [cunmkarenb ¢ amxigopmeran/meranon (ot 1:0 mo 19:1)]  1-(2-((2-((3-xmop-2-
(hbTopOEeH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKJIOTPOTTHII )JaMUHO ) -2 -0KCO3THN )-6-11nano- | H-urnazo-3-kapOokcamug
(356¢) (6 mr, 30%) B BUAE CBETIIO-KEITOTO TBEPIOTO BEIIECTRA;

'H SIMP (300 MI'n, IMCO-dg) & 8,51 (t, J=5,8 I'n, 1H), 8,43 (r, J=1,1 T'u, 1H), 8,36-8,30 (M, 1H), 7,92
(c, 1H), 7,59 (mn, J=8,5, 1,3 I'u, 1H), 7,56 (c, 1H), 7,48-7,42 (m, 1H), 7,25-7,18 (M, 1H), 7,12-7,04 (m, 1H), 5,74

(c, 2H), 4,33 (&, J=5,8 T'm, 2H), 3,99 (c, 2H), 3,07 (c, 1H), 1,08-0,83 (M, 4H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,59;

MC (ES+): 505,4 u 507,5 (M+Na).

Cxema 357
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oxyuenne (R)-1-(2-((2-((3-x10p-2-PTOopOEH3MIT)aMHHO)-2-0KCOATII)( | -THAPOKCUIIPOTIaH-2 -1 )aMHHO )~
2-okcoatn)-1H-unnazon-3,5-mukapookcamuna (357a).

Peakmms  (R)-1-(2-((2-((3-xm0p-2-pTopOben3uin)aMuHo)-2-0kcodTHi)( 1 -ruapokcunponaH-2-mi)aMHHO ) -2-
OKCOATHN)-5-1tano- 1 H-nanazon-3-kapbokcamuna (344¢) (17 mr, 0,034 mmodb) ¢ nepokcunoM Bogopona (0,012
mit, 0,136 MMOITB) IO METOTUKE, MPUBEICHHOM Ha cXeMe 65, nana mociie 00padOTKH pEeaKIMOHHONH CMECH U OYH-
CTKH KOJIOHOYHOH (hdm-xpomarorpadueil Ha cuimkareie ¢ auxjopmeran/meranon (ot 1:0 go 4:1) momyduTs
(R)-1-(2-((2-((3-xy10p-2-hTopOeH3 1T ) aMHHO )-2-0KCOATHIT)( 1 -THIAPOKCHTIPOTIaH-2 -1 )aMHUHO )-2-0KCcOoATHN )- 1 H-
nHaazou-3,5-aukapookcamun (357a) (5 mr, 28%).

'H IMP (300 MI', IMCO-dg, cMech ABYX pOTAalHOHHEIX H30MepoB) & 8,97-8,53 (v, 2H), 8,10 (c, 1H),
7,90 (1, J=9,5 I'u, 1H), 7,79 (c, 1H), 7,60-6,94 (M, 6H), 5,80-5,41 (M, 3H), 4,90-3,60 (M, 5H), 3,60-3,10 (M, 2H),
1,15 (m, J=6,5 ') u 0,96 (1, J=6,7 T'm) (21, 3H);

PF SIMP (282 MI'i, IMCO-dg) & -121,27, -121,64;

MC (ES+): 541,4 u 543,4 (M+Na).

Cxema 358
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IMomyuenue 5-amunO-1-(2-((2-(((S)-1-(3-x110p-2-hTOpDeHw)-3-(IUMETHITAMHUHO ) TPOTINII ) aMUHO )-2 -
oxcoatiin)((R)-1-runpoxcunponan-2-mi)aMuHo)-2-0kcoaTrin)- 1 H-unnazon-3-kapookcamuna (358j).
Craaus 1: HOIy4YeHue (S)-tper-0yTun-3-(3-xnop-2-propdpenun)-3-((R)-1, 1 -aumermmaTnmn-

cynbhuHamuno)npomnanoara (358b).

K pactBopy (R,E)-N-(3-x710p-2-hTopOen3muacH)-2-metminpomnan-2-cyashunamuaa (358a) (500 mr, 1,91
MMOJIb, TTOJIYI€HHOTO TI0 MeTOAY, puBeneHHomy Lam, Patrick Y. S. et al. B MmexnyHapoanoi#t myomukarun PCT
2013022814, 14 despans 2013) B TT'D (12 M), oxXJIaxaIeHHOMY JIeJ/BO/Ia, TIO KAIUIAM TIPHOABUIN XJIOpH (2-
TpeT-0yTokcu-2-okcodtin)uuaka(Il) (9,93 mi, 4,97 mmoinb) 1 nepemenuBanu npu ~0°C B TeueHue 2 4. Peakiu-
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OHHYIO CMECh OCTaBHJIM HarpeBaThCsl 10 KOMH. TEMIL. B Te4eHHe neprona 2 4, moracwin Haceim. NH4Cl (50 mi),
BoJ0H (50 Mur) 1 akcTparupoBany stwinaneraToM (120 mir). OpraHndecKuil c10it OTIENUIN IPOMBUIH HaChIIIEH-
HBIM BOJIHBIM PacTBOpPOM XJopuzaa HaTpus (60 M), cymmid, GUabTpoBaIl W KOHIIEHTPUPOBAIN C TIOTyUISHUEM
(S)-tper-6yTnn-3-(3-xmop-2-bhropdennn)-3-((R)-1, 1 -qumeTrm Truicymsuramugo )pornanoara (358b) (775 mr)
B BHJIC CBETIIO-XKEJITOTO Maciia, KOTOpOe MCIOIb30BaJIM B TAKOM Buje Ha cienyromei craquu. MC (ES+): 400,4
n 402,4 (M+Na).

Cramus  2: momyderne (R)-N-((S)-1-(3-xnop-2-dpTopdenn)-3-ruapoKCUIIPOTIHII)-2-METHIITPOTIaH-2 -
cynmsuaamuaa (358c).

K pacTBopy (S)-tper-6yTHi-3-(3-xs0p-2-propdenmn)-3-((R)-1,1-rumermmaTrncynshuHaMuo)-
nponanoara (358b) (600 mr, 1,59 mmons) B TI'® (9 mu) npudasunm 6oporumpun mutus (1,588 v, 3,18 Mmmons,
2M B TT'®), MeOH (0,4 M) u nepememuBany Npu KOMH. TeMII. B TeueHue 28,5 u. PeakIMoHHYIO cMech mora-
cuin Haceimn. NH,Cl (20 mi1), Bomo#t (50 mur) u sxcTparupoBanu stuinaneratoM (120 mir). OpraHndeckuit cioi
MPOMBIIM HACBIIIEHHBIM BOJHBIM PacTBOPOM Xjopuaa HaTpus (60 mi), cymmnu, QuiIbTpoBaIn, KOHIEHTPHPO-
BJIM B BaKyyMe€ M OUYHIIAIH C ITIOMOIIBIO (DIISII-KOJIOHOYHOW XpoMaTorpaduu [CHIIMKArelb, dIIIOUPYs TUXJIOp-
metan/mMeTtanon (ot 1:0 mo 19:1)] ¢ momydenuem (R)-N-((S)-1-(3-xmop-2-dropdhennn)-3-ruapoKCUTIPOITIII)-2 -
MeTwimpomnaH-2-cynbhuaamuaa (358c¢) (133 mr, 27% 3a 2 cragun) B BUIE OSIOTO TBEPIOTO BEIIECTRA,;

'H SIMP (300 MI'u, IMCO-de) & 7,53-7,38 (M, 2H), 7,23 (t1, J=7.9, 1,1 ', 1H), 5,72 (1, J=5,7 'y, 1H),
4,78-4,64 (M, 2H), 3,60-3,44 (M, 1H), 3,46-3,28 (M, 1H), 2,11-1,96 (m, 1H), 1,91-1,73 (m, 1H), 1,05 (g, J=1,4 I'L,
9H);

PF SIMP (282 MTI'ry, IMCO-dg) & -122,03;

MC (ES+): 330,3 (M+Na).

Cramqus 3: MOJTyYICHUE (S)-3-(3-xn0p-2-pTopdhenmn)-3-((R)-1,1-1umMeTHII THI-CYTBPUHAMHIIO)-
npornuiMmeTancynbdonata (358d).

K pactBopy (R)-N-((S)-1-(3-x10p-2-dpropdenn)-3-ruapoKCUIPOIIII)-2 -METHIIPOIIaH-2-CyIb(pHHAMHIA
(358¢) (162 wr, 0,526 mmons) u TpudTHaamuHa (0,147 M, 1,053 mmone) B CH,Cl, (4 min), oxitaxIeHHOMY 10
~ -10°C, npubasumu merancyibdonmnxiaopun (0,045 mi, 0,579 MMonb) u nepementuBany npu ~ 0°C B TeueHue
1,5 4. PeakunonHyto cMech pazbaBuinu guxsiopmeranoM (75 mir), u (40 mur) mpu 0°C. Opranuyeckuii cioit otze-
T CYIIVIIH, (UIBTPOBAIM M KOHLEHTPHUPOBAIM B Bakyyme ¢ mnoiydeHueM (S)-3-(3-xmop-2-dropdenmn)-3-
((R)-1,1-mumeTunma Tun-cynbGpuHAMHUIO )IponiMeTaHCyIbGoHaTa (358d) (214 mr) B Buae OSCIIBETHON CMOJIBI,

MC (ES+): 408,3 n 410,2 (M+Na).

Cramus 4: nomydaenne (R)-N-((S)-1-(3-xm0p-2-dTopdennn)-3-(AuMeTHIaMIHO JIIPOITHIT)-2-METHUIIPOTIaH-
2-cynbduramuna (358e).

K pactBopy (S)-3-(3-xmop-2-¢propdennn)-3-((R)-1, 1 -mumMe THID THIICY b UHAMHETO )TPOTIHI METAHCYIIb(O-
Hata (358d) (0,095 1, 0,246 MMoub) B 3Tanosne (5 M) nmpubaBumu guMmetuiaamMud (2M B TIT'®, 2,71 M, 5,41
MMOJIB) ¥ nepeMemuBaiy pu 80°C B repMEeTHYHO 3aKpBITOM KOHTEHHepe B TeueHue 2 4. PeakironHyo cMech
OXJIQIMJIM 10 KOMH. TeMII. U KOHIEHTpUpoBain pocyxa ¢ nomyderueMm (R)-N-((S)-1-(3-xsop-2-¢propdennn)-3-
(TMMeTHIaMIHO )TPOTIHIT)-2-MeTHINponaH-2-cyab(uHamMuaa (358e) (121 Mr) B Buze sxenToi cMOJIb;

MC (ES+): 357,4 n 359,4 (M+Na).

Cranus 5: nomyaenue (S)-1-(3-xmop-2-¢propdenmn)-N3,N3-gumernnnponan-1,3-auamuna (358f).

K pacTBopy (R)-N-((S)-1-(3-xmop-2-pTopdhenn)-3-(ANMETUIAMHHO )IPOITHII ) -2 -METHIIIPOTIaH-2 -
cymepuaamuga (358e) (0,076 r, 0,228 mmonis) B MeOH (4 mur) mpubaswimm xiopucthiid Bogopon (0,114 wmur,
0,456 mmomb, 4 N B 1,4-moKcaHe) ¥ TIepeMENINBAIHA TPU KOMH. TEMII. B TeUeHHE 5 4. PeaknuoHHy0 cMech
KOHIICHTPUPOBAIM B Bakyyme ¢ mnoxydeHueM (S)-1-(3-xmop-2-¢propdernn)-N3,N3-gumernnnponas-1,3-
nmuamuHa (358f) (105 Mr) B BHIIE )KENTOW CMOJIBI,

MC (ES+): 231,4 n 233,3 (M+Na).

Cranus 6: nonyuenue (R)-atmi-2-(2-(5-(tper-0yTokcukapOoHmiaMuHo)-3-kapoamoni-1 H-unnazon-1-nm)-
N-(1-(Tper-0y THIANME THIICHITIIOKCH )TpOTIaH-2-1iT)aneTamuo )anerara (358g).

Peakmmst  2-(5-((Tper-OyTOKCHKapOOHMII)aMUHO)-3-KapOamoni- 1 H-nHna3o0m-1-mi)yKCycHOH  KHCIIOTHI
(345¢) (200 mr, 0,598 mmomb) ¢ (R)-31HA-2-(1-(TPET-0y THIAMMETHIICHITMIIOKCH )IIPOTIaH-2 -HITAMUHO )alleTaTOM
(329a) (198 wmr, 0,718 MMOJIB) TTO METOTUKE, IPUBEICHHON ISl CTAJANU 3 CXEMBI 2, ajia Tocie 00paboTKU peak-
IIMOHHOW CMECH M OYHMCTKH KOJIOHOYHOH (umin-xpomatorpadueit [cunmkarens cauxyiopmeran/meraHon (ot 1:0
bi(s) 19:1)]  (R)-3tmn-2-(2-(5-(Tper-0yTokcukapOoHMIaMHUHO )-3-kapoamomi- 1 H-uagazon-1-mr)-N-(1-(Tpet-
Oy THIIAMMETHIICHITIIIOKCH )ITpoTaH-2-nui)areramuio)arerat (358g) (140 mr, 40%) B Bume 6emoro TBEpAOTO Be-
IIECTBA C METANINIECKUM OTTEHKOM;

'H AMP (300 MI'ty, IMCO-dg) 8 9,39 (c, 1H), 8,38 u 8,36 (2c, 1H), 7,98-7,23 (m, 4H), 5,78-5,19 (M, 2H),
4,48-3,55 (m, 7H), 1,49 (c, 9H), 1,27 (1, J=7,1 Tw) n 1,12 (1, J=7,1 Tm) (21, 3H), 1,17 (&, J=6,7 I'n) u 1,04 (x,
J=6,9 T'm) (21, 3H), 0,90 n 0,86 (2c, 9H), 0,11-0,00 (M, 6H);

MC (ES+): 614,6 (M+Na).

Cranus 7: monmyuenue (R)-2-(2-(5-(tper-6yTokcukapboHniaMuno)-3-kapbamoni-1 H-unnazoon-1-wmm)-N-(1-
(TpeT-0y THIANMETHIICHITHIIOKCH )ITPOTIaH-2-MIT)alle TAMHUJI0 ) yKCyCHOM KHCIOTHI (358h).

Peakmmst  (R)-a31min-2-(2-(5-(Tper-0yTokcukapOoHmIaMuHO )-3-kapoamonit-1 H-uanazon-1-nm)-N-(1-(tper-
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OyTHIIMMETHIICHIMIIOKCH)TIpOTIaH-2-ui)aneramMuo)arerata (358g) (1,36 T, 2,298 MMoib) ¢ THIPATOM THAPO-
keuaa gutus (0,59 r, 13,79 MMoIIb) IO METOAMKE, IPUBEACHHON I cTamuu 2 cxeMbl 129, nana mocne oopadoT-
KM peaknuoHHOW cMmecw U ouHcTKH (R)-2-(2-(5-(Tper-OyTokcukapOboHMIIaMuHO)-3-kapbamom- 1 H-nagazon-1-
nn)-N-(1-(Tper-0yTHiIINMe THIICHIFIIOKCH ) IPOTIaH-2 - T )alleTaMHI0 ) yKeycHYI0 KucioTy (358h) (350 mr, 27%) B
BUJI€ KOPUIHEBOTO TBEPIOTO BEIIECTBA,;

'H SIMP (300 MI'u, IMCO-dg) & 9,38 (c, 1H), 8,37 (c, 1H), 7,69-7,23 (m, 4H), 5,76-5,12 (m, 2H), 4,54-
3,51 (m, 5H), 1,49 (c, 9H), 1,28-1,01 (M, 3H), 0,91 u 0,86 (2c, 9H), 0,10-0,01 (M, 6H);

MC (ES-): 562,7 (M-1).

Cramus 8: momydenue TpeT-0yTmi-1-(2-(((S)-1-(Tper-OyTmnmumeTmicumuioken)uponad-2-mn)(2-((S)-1-
(3-xmop-2-dropdennn)-3-(ITMMETHIAMHIHO ) TPOTTHIAMHUHO )-2-0KCOITHI ) aAMUHO )-2-0KCOATHI )-3-Kapbamorn- 1 H-
uHaa30I-5-unkapbamara (358i).

Peaxius (S)-2-(2-(5-(Tper-OyTokcukapOoHMIaMUHO )-3-Kap6amon- 1 H-nanazon-1-mm)-N-(1-(tper-
OyTHIIIMMETHIICHIIMIIOKCH)TIPOTIaH-2 -1 )aleTaMuao ) ykeycHoi kuciotsl (358h) (20 mr, 0,035 mmons) ¢ (S)-1-
(3-xsop-2-¢propdennn)-N3,N3-gumernnnponan-1,3-guamunom (358f) (24,56 mr, 0,106 MMoIb) 1O METOMKE,
NPUBEJICHHON JUIA CTaAWU 3 CXeMBl 2, naja mociie 00pabOTKHM peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM
(bmm-xpomarorpadueit [cuiuKaresb dMoupys auxiaopMmeran/meranolt (ot 1:0 go 9:1)] tper-Oytwn-1-(2-(((S)-1-
(Tper-OyTIIIIuMeTIIICHITIITOKCH ) Tiporiad-2-1ui ) (2-((S)-1-(3-xmop-2-dproppenwnn)-3-

(IMMeTHIaMITHO )P OTTMIIAMHUHO )-2-0KCO3THIT ) aMHHO )-2-0KCOATHII )-3-Kapbamowi- | H-uana3oun-5-unkapbamat
(3581i) (10 mr, 36% 3a 4 cTamum) B BUIE CBETIO-KEITOH CMOJIBI;

MC (ES+): 776,7 u 778,8 (M+Na).

Cramuss  9: momydenue S-amuHO-1-(2-((2-(((S)-1-(3-xm0p-2-hTopdhennn)-3-(AMMEeTHIAMITHO ) ITPOTTHIT )-
aMuHO)-2-0kcodTHi )((R)- 1 -ruapokcunponas-2-wmi)aMuHo )-2-0kco3Tiin)- | H-uamazon-3-kapookcamuna (358)).

Peaxuust tper-0yTri-1-(2-(((S)-1-(TpeT-OyTHiauMe TiiicHmiIokeH )ponad-2-mi)(2-((S)-1-(3-xmop-2-
¢dropdenn)-3-(AMMETUIAMHIHO )IPOITHIIAMHUHO )-2-0KCOITHIT ) aMHHO )-2-0KCOATHI)-3-Kkapbamoni- | H-unnazon-5-
mikap6amata ((3581)) (10 mr, 0,013 mmons) B meTanone (4 mi) ¢ kour. HCI (0,032 mu, 0,386 MMoJIB) TIpH KOMH.
TeMIl. B TeyeHue 15,5 4, nmanma mocine oOpabOTKM pEakIMOHHOM CMeCH M OYHCTKH KOJIOHOYHOHM (hiami-
xpomarorpacgueii [cunmkarens amonpys xiaopohpopm/CMASO (ot 1:0 mo 0:1)] S-amuno-1-(2-((2-((S)-1-(3-x710p-
2-propdenmn)-3-(IMMETHIAMHHO )TPOTTHIIAMHUHO )-2-0Kco3TH)((S)- 1 -TuapoKCHTIpOnIaH-2 -1 )aMUHO )-2 -
okcoaTtn)- 1 H-manazon-3-kap6okcamun (358j) (1,3 mr, 18%) B Bue 6emoro TBEpAOTro BEIIECTBA;

'H SIMP (300 MTI'u, IMCO-dg) (cMech ABYX POTAIHMOHHBIX H30MepoB) & 8,91 (1, J=7.8 T'um) u 8,55 (x,
J=8,0 Tm) (21, 1H), 7,62-6,71 (m, 8H), 5,69-3,42 (M, 11H), 2,31-1,40 (m, 10H), 1,10 (m, J=6,5 I'm) u 0,99 (7,
J=6,9 I'n) (21, 3H);

"F SIMP (282 MT'ni, Metanon-d,) & -122,46, -122,63;

MC (ES+): 562,6 (M+1) u 584,6 (M+Na); MC (ES-): 560,6 (M-1).
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[Monyuenne 1-(2-(((1H-mmm mazon-4-wn)me e ) (2-((2-((3-xmop-2-h ropOeH3nn ) aMuHO ) -2 -
OKCOITHI ) (ITUKIIOTIPOITHI ) aAMHHO )-2-0KCOATHIT)aMHHO )-2 -0KCO3THI ) -5-aMuHo- | H-uHna30:71-3-kapOokcamuga

(3591).

Cramus 1: momyaenne metmi-2-(((1-rputwmi-1 H-umunazon-4-uin)merni)aMuHo Jarerata (359b).

Coenunenre 359b nomydanu u3 1-tpurwin-1H-umunazon-4-kapoansaernaa (359a) (1 r, 2,84 Mmodb) u Me-
TH-2-amuHOaretaT ruapoxiopuaa (0,360 r, 2,84 MMOJb) MO METOIUKE, TIPUBEIACHHOMN I cTamuu 1 cxeMbl 24.
Oro nmano mocite 00pabOTKU PEAKIIMOHHON CMECH M OYHCTKU KOJIOHOYHOM (pramI-xpomarorpadueii [CuiIiKareis,
IMIOUPYSL cMech TekcaHoB/ATunanerat (ot 1:0 mo 1:1), 3atem auxsmopmeran/metanon (ot 1:0 mo 9:1)] meTmn-2-
(((1-rpurun-1H-umnnazon-4-mwr)mermin)amuno )anerat (359b) (84 mr, 7%) B BUAE CBETIO-KOPUYHEBOH CMOJIBI,
KOTOPYIO HCITOTF30BANIM B TAKOM BHJIC Ha CIICAYIOIICH CTAINN);
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MC (ES+): 434,5 (M+Na).

Cramus 2: nomydenune MeTwi-2-(2-(5-((Tper-OyrokcukapboHuia)amMuHo)-3-kapbamoni- 1 H-ungazon-1-nim)-
N-((1-tputnin-1H-umunazon-4-um)metwin)arneramMmu o )anerata (359¢).

Coenunenne 359¢ momydamm w3 MeTwin-2-(((1-tputmn-1H-umunazon-4-un)mernn)amuHo )arierata (359b)
(82 wr, 0,199 MmMoinb) u 2-(5-((TpeT-OyTOoKCHKapOOHIIT)aMHHO )-3-Kapbamowi- 1 H-nHna3ou-1-um)ykcycHOW KH-
cioTel (345¢) (44,4 mr, 0,133 MMOJB) TIO METOIMKE, IPUBENEHHOM IS CTaIuH 3 cXeMbI 2. DTO Aaio mocie 00-
paboOTKN peaKIMOHHOW CMECH M OYHCTKH KOJIOHOYHOH (dII-XpoMaTorpaduer [CHIInKareib, dIOUPYs THXJIOP-
Metan/mMeTanon (ot 1:0 mo 19:1)] metmin-2-(2-(5-((TpeT-0yTokcukapOOHHU )aMHHO )-3-kapOamomt- | H-nagazon-1-
wi)-N-((1-tputnin-1H-umunazon-4-mm)merun)aneramuo)anerat (359c) (73 mr, 76%) B Buge 6eaoro TBEpAOTO
BEILIECTBA;

'H SIMP (300 MTI't, IMCO-dg) (cMech ABYX pOTAaLHOHHBIX n3oMepoB) & 9,39 (c, 1H), 8,38 (c, 1H), 7,61
(c, 1H), 7,54-6,75 (M, 20H), 5,86 u 5,39 (2¢, 2H), 4,64-3,96 (M, 4H), 3,66 u 3,57 (2¢, 3H), 1,50 u 1,49 (c, 9H);

MC (ES+): 728,7 (M+1), 750,7, 751,8 (M+Na).

Cramust 3: nomydenue 2-(2-(5-((rper-OyTokcukapOoHMIT)aMuHO)-3-kapoamoni-1H-nanazon-1-mm)-N-((1-
tpuTtHi-1 H-uMunazon-4-mir)MeTuin)aneraMuI0 ) yKCycHo# kucnotsr (359d).

Coenunenne 345d mnomygamm w3 metmi-2-(2-(5-((TpeT-0yTokcnkapOOHMIT)aMUHO)-3-kapOoamond- 1 H-
nHAa301- 1 -m)-N-((1-tputni- 1 H-umunazon-4-wn)mernn)aneramuio)amnerara (359¢) (69 wmr, 0,095 mmons) u
rujapaTa ruapokcuaa autus (24,36 mr, 0,569 MMOJIB) 10 METOAMKE, IPUBEACHHOM I cTaauu 2 cxeMbl 129. D910
JAJIo0  Tociie  00pabOTKM peakuoHHON cMmecu  2-(2-(5-((TpeT-0yTokcukapOOHMIT)aMIHO )-3-kapbamorn-1H-
nHpaazou- 1 -mn)-N-((1-tputin- | H-umunazon-4-mwi)MeTwn)aneTaMua0 ) yKeycHyto kucnoty (359d) (55 wmr, 81%) B
BUzIe OETIOT0 TBEPAOTO BEIIECTBA;

'H SIMP (300 MI't, IMCO-dg) (cMech ABYX pOTaLHOHHBIX H30MepoB) & 12,70 (¢, 1H), 9,39 (c, 1H), 8,38
(c, 1H), 7,70-6,76 (M, 21H), 5,81 u 5,36 (2¢, 2H), 4,61-3,88 (M, 4H), 1,495 u 1,491 (2¢c, 9H);

MC (ES+): 736,7 (M+Na).

Cramust  4: nonyuenme  (Tper-OyTmi-(3-kap6amonn-1-(2-((2-((2-((3-x10p-2-dpropOeHsmn)ammHo)-2-
OKCOATHI ) (IIUKJIOTIPOITHIT ) aMHHO )-2-0kcodTHI ) (1 -Tputmi- 1 H-uMuna3zon-4-mi)MeTHIT )JaMIHO )-2-0Kcod T ) - | H-
MHa30I1-5-11)kapbamaTta (359¢).

Coenunenne 359¢ mnomyuanu w3 2-(2-(5-((Tper-OyToKcnkapOOHMI)aMHHO)-3-kapbamoni-1 H-urnazon-1-
1)-N-((1-tputmin- 1 H-umugazon-4-wn)MeTuin)aneTaMmuao ) ykcycHo kuciotsl (359d) (45 mr, 0,063 mMMoub) 1o
peakmu ¢ N-(3-xmop-2-propoen3nn)-2-(ruknonponunamuHo )anetamuaoMm (10b) (32 mr, 0,126 MMoib) 1o Me-
TOJMKE, IPUBEIEHHOM IS CTaIuU 3 CXeMBI 2. DTO Jajo mociae 00paboTKH peakKIMOHHOW CMECH M OYHCTKH KO-
JIOHOYHOH (hidMmI-xpomarorpaduelt [CuiInKaresb, dMoupys auxiopMeTan/metano (ot 1:0 xo 9:1)] (Tper-OyTui-
(3-xapoamoni-1-(2-((2-((2-((3-x10p-2-PTOPOESH3MIT)aMUHO )-2 -0KCOITHI ) (IIUKIIOTIPOTTHI ) AMHHO )-2 -
okcodThn)((1-tputni- 1 H-umunazomn-4-mi)MeTri ) aMiHo )-2-0kcodTii)- | H-uagazon-5-mn)kapoamar  (359¢) (38
MT, 63%), KOTOPBI HCIIOJB30BAIM B TAKOM BUJE Ha CIEIYIOIIEH CTaANuu;

MC (ES+): 974,6 n 976,6 (M+Na).

Cragms 5: momyuenme  1-(2-(((1H-ummmazon-4-wn)metmn)(2-((2-((3-xmop-2-propOeH3mm1)aMruHO)-2-
OKCOATHI ) (IIUKJIOTIPOITHI )JaMHIHO )-2-0KCOATHI )aMUHO )-2-0KCO3THI )-5-aMuHO- | H-mHa301-3-kapOokcamuia
(3599).

Coenunenne 359f monyvann u3 (Tper-0yTHi-(3-xapdamon-1-(2-((2-((2-((3-xnop-2-hTopOeH3uIT)aMHHO)-
2-0KCOATHI ) (IUKIOTPOTIHII )aMUHO )-2-0kco3Th ) (( 1 -TpuThi- 1 H-uMuna301-4 -wi1)METHIT )JaMUHO )-2 -OKCOITHIT ) -
1H-unna3zon-5-un)kapbamata (359¢) (38 mr, 0,040 mmons) o peakruu ¢ koni. HCI (0,1 mi) B meTanose (4 mi)
10 METOJMKE, MPUBEACHHON 111 cTamuu 3 cxeMbl 292. 3To mano mocie 00pabOTKH PEaKIMOHHON CMECH U OYH-
CTKH KOJIOHOYHOH (drmr-xpomaTorpadueit [cunmkarens, dmonpys ximopodopm/CMASO (ot 1:0 mo 0:1)] 1-(2-
(((1H-mmupazon-4-um)metnn ) (2-((2-((3-xmop-2-hTopOeH3MT )aMHHO ) -2 -0KCOITHIT ) (IIUKJIOTIPOTTHIT ) aMHUHO ) -2 -
OKCO3THII)aMHHO)-2-0KCOATII)-5-amuHO- | H-nanazon-3-kapookcamun (359f) (8 mr, 32%) B Bune Oenoro Tep-
JIOTO BEIIECTBA.

'H siMP (300 MTI', IMCO-dg, cMech IBYX pOTallMOHHBIX m30MepoB) O 8,61 u 8,44 (21, 1H), 7,82-7,74 (M,
1H), 7,54-7,40 (m, 2H), 7,34-7,05 (M, 6H), 6,83-6,75 (M, 1H), 5,74 u 5,27 (2¢, 2H), 4,61 u 4,56 (2¢, 2H), 4,42-
4,26 (M, 4H), 4,04 u 3,94 (2¢, 2H), 2,97-2,67 (m, 1H), 0,93-0,57 (m, 4H);

F SIMP (282 MI', IMCO-dg) & -121,52, -121,61;

MC (ES+): 610,5 n 612,5 (M+1).
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Cxema 360
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[Monyuenne 5-amuHO-1-(2-((2-(((S)-1-(3-x710p-2-PTOP D EHNIT)-3 -THAPOKCUITPOTIHIT )aMHHO )-2 -

okcodTrn)((R)-1-ruapokcurpormnan-2-muia)aMuHO )-2-0kcod T )- | H-urnazon-3-kapbokcamuga (360d).

Cramus 1: momyaenue (S)-3-amuHO0-3-(3-X70p-2-hTopdhenun)npomnan-1-oma (360a).

Peaxius (R)-N-((S)-1-(3-xs10p-2-thTopdennn)-3-ruipoKCHITpONIII)-2-METUINPOIaH-2-CyabprHaMuaa
(358¢) (125 wr, 0,406 mmonb) B MeOH (5 mi) ¢ xmopuctbim Bomopoom (0,203 mut, 0,812 mmons) (4 N B 1,4-
JMOKCAHE) MPH KOMH. TEMII. B TeUCHHE | 9, ¢ TIOCIEIYIONINM BEITIAPUBAHUEM PEAKIHOHHOW CMECH MpPHU TOHU-
JKEHHOM JlaByieHHn fana (S)-3-amuHo-3-(3-xmop-2-propdenmn)nponan-1-ox (360a), KOTOPHIA UCIIOIL30BAIN B
TAKOM BHJIC HA CIICAYIOIICH CTaIWH;

MC (ES+): 204,3 u 206,3 (M+1).

Cramus 2: nomydenue (S)-3-(TpeT-OyTHIIUMETHICHIMIOKCH)-1-(3-xm0p-2-dTopdhennn)npomnan- 1 -amuHa
(360Db).

Peaxmms (S)-3-amun0-3-(3-x1m0p-2-hropderun)npomnan-1-oma (360a) (0,083 r, 0,406 mmons) B IMDA (5
M) ¢ TBDMS-CI (0,092 r, 0,609 MMoib) IO METOIMKE, MIPUBEACHHOMN aiis cTaanu 1 cxeMbl 328, mama mocie
00paboTKH  peakMoHHOH cMecHm W O4YUCTKH  (S)-3-(TpeT-OyTHIIuMEeTHICHIIIIOKCH)- 1 -(3-X0p-2-
¢dropdennn)nponan-1-amun (360b) (133 Mr) B BuIE KENTOrO Macja, KOTOPOE HCIOIL30BaIl B TAKOM BHUIC Ha
clenyIomen cTaauy;

MC (ES+): 318,4 u 320,4 (M+Na).

Cragusa 3: momydyenue Tper-OyTHi-1-((S)-11-((S)-1-(TpeT-0yTHIIINME THIICHITHIOKCH )IIpoTnaH-2-mi)-7-(3-
xyop-2-proppennn)-2,2,3,3-rerpametin-9, 1 2-quokco-4-okca-8,1 1 -nuasza-3-cunrpunexan- 1 3-mim)-3-xkapoamon-
1H-unnazon-5-unkapbamara (360c).

Peaxmmst (S)-2-(2-(5-(TpeT-6yTOKCHKapOOHUIAMIHO )-3-KapOamom- 1 H-urna3zon-1-nm)-N-(1-(TpeT-
Oy THIIIUMETHIICHITMIIOKCH ) IPOTIaH-2-MIT)alleTaMHI0 ) yKeycHoi KucioTel (358h) (20 mr, 0,035 mmous) ¢ (S)-3-
(TpeT-OyTHIIIUMETHIICHITIITOKCH )- 1 -(3-X510p-2-pTopdhenmn)mpomnan- 1 -amuaom (360b) (33,8 mr, 0,106 MMoIts) IO
METOJIMKE, MPUBEJACHHON ISl CTAJNA 3 CXEMBI 2, Jlaja mocjie 00paboTKH peakIMOHHONH CMECH M OYMCTKH KOJIO-
HOYHOU (umII-xpomMaTorpaduei [CHIMKareis, SIoupys nuxiaopMmeran/mMetanon (ot 1:0 qo 19:1)] tper-Oytmn-1-
((S)-11-((S)-1-(TpeT-Oy THIITUME THIICHITHIIOKCH )TIPpOTIaH-2-1i )-7-(3-x10p-2-pTopdenmn)-2,2,3,3-TeTpaMeTHII-
9,12-nuokco-4-okca-8,11-nuaza-3-cunrpunaekan-13-mn)-3-kapoamornn- 1 H-uagazon-S-unkapoamar  (360c) (29
MT) B BHJIE OCCIIBETHOM CMOJBI;

MC (ES+): 885,7 (M+Na).

Cramusts  4: mnomyuenne S-amuno-1-(2-((2-((S)-1-(3-xmop-2-hropdenun)-3-ruipoKCUITPOIHIAMHHO)-2-
okcodTH)((S)- 1 -ruapoKcHunponan-2-mi)aMuHo )-2-0kco3 T )- | H-uanazon-3-kapookcamuma (360d).

Peaxuust Tpet-0yTmi-1-((S)-11-((S)-1-(TpeT-0y THI AMME THIICHITHIIOKCH )IpoTiaH-2-mi) - 7-(3-x10p-2-
dbropdennn)-2,2,3,3-rerpamerni-9, 1 2-nuokco-4-oxca-8,1 1-nmuaza-3-cunrpuaekan- 1 3-um)-3-xkapbamorn- 1 H-
nHAa30i-5-mikapoamarta (360c¢) (29 mr, 0,034 mmons) B MeTanose (4 M) ¢ kon. HCI (0,028 mur, 0,336 MMoutb)
MIpH KOMH. TeMII. B TedeHue 19 4 nanma mocie o0pabOTKU peaKIMOHHOW CMECH M OYUCTKH KOJIOHOYHOW (hIidi-
xpoMmaTtorpaduei [cumkarens, smonpysa xiopodhopm/CMA8O (ot 1:0 mo 0:1)] S-amwmuo-1-(2-((2-((S)-1-(3-
XJI0p-2-PTOpPEHIIT)-3-THIAPOKCUITPOTTHIAMUHO )-2-0OKCOITHI ) ((S)-1-ruapoxcunponaH-2-miI)aMUuHO)-2-
okcoaTin)- 1 H-unna3on-3-kapookcamun B Buje 6exoro eepaoro semectsa (360d) (3 mr, 6% 3a 4 craaun);

'H SIMP (300 MI'r, IMCO-d) (cMechb ABYX POTAIMOHHBIX H30MepoB) & 8,86 (1) u 8,50 (x, J=7.6 T'w) (2x,
1H), 7,56-6,71 (m, 8H), 5,60-3,20 (M, 14H), 2,03-1,65 (M, 2H), 1,10 (1, J=6,3 I'r) u 0,98 (x, J=6,8 I'y) (21, 3H);

F SIMP (282 MI', IMCO-dg) & -121,68, -121,87;

MC (ES+): 557,2 (M+Na); MC (ES-): 533,6 (M-1).
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Cxema 361
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IMomyuenue 5-amuHO-1-(2-((2-(((R)-1-(3-x710p-2-PTOpPenmN)-3 -(IMMETHIaMUHO ) TPOTIHIT )aMHHO )-2 -
okcodTr)((R)-1-ruapokcurnpomnan-2-muia)aMuHO )-2-0kcod T )- | H-uanazon-3-kapbokcamumaa (361h).
Cramqus 1: TOJTyYICHUE (S)-tpet-6yTHin-3-(3-xmop-2-bropdennn)-3-((R)-1, | -qumeTrId THIT-

cynmsuHaMuo)npomnanoara (361b).

Peaxkmust (S,E)-N-(3-x10p-2-dTopOeH3mmaeH)-2-MeTuanponad-2-cyiabpuHamuaa (361a) (500 mr, 1,91
MMOJIb, TTOJIYI€HHOTO TI0 MeTOAY, puBeneHHomy Lam, Patrick Y. S. et al. B MmexnyHapoanoi#t myonukarun PCT
2013022814, 14 despans 2013) ¢ xmopumom (2-tpet-0yTokcu-2-okcodtmm)uuaka(ll) (9,93 mn, 4,97 MMoib) mo
METOJIMKE, IPUBEICHHON /uIst cTamuu 1 cxemsbl 358 nana mocie oOpaboOTKH peaknnoHHOM cMecH n ouncTkH (R)-
TpeT-0yTHi-3-(3-x50p-2-dTophennn)-3-((S)-1,1-muMeTHII THI-CyIbPUHAMUIO))ITPOTIAHOAT B BHAE OECIBETHOMH
cMmomnsl (361b) (675 Mr) B Bue OECIIBETHOTO Maciia, KOTOPOE MCIIOJIF30BAIM B TAKOM BHJIC HA CICIYIOLICH cTa-
mun. MC (ES-): 412,4 u 414,5 (M+CI).

Cranus 2: nonydyenune (R)-3-(3-xmop-2-propdennn)-3-((S)-1,1-aumMe T THI-CyNb(HUHAMHUIIO )IPOITHIT Me-
tancynbpoHata (361c¢).

Peaxmmst (S)-N-((R)-1-(3-xsop-2-dropdenrun)-3-ruapoKkcunpornun)-2-MeTuanponad-2-cyibpuHamun (360
Mmr, 1,17 Mmmoms) (ceipoit) ¢ metancynbdoruaxiaopuaom (0,100 mi, 1,287 MMOIb) MO0 METOAMKE, MPUBEIACHHON
JUTSI cTajuu 2 cXeMbl 358, nana mocie 00paboTKH peakinoHHON cMecH B ouncTKH (R)-3-(3-xmmop-2-dropdenwn)-
3-((S)-1,1-muMeTUII THI-CYIb(GUHAMHIO )IIPOTIHIT MeTaHCYIb(oHaTa B Buae OeciBeTHOM cModbl (361¢) (421 wmr,
JICTIONIb30BAIIM B TAKOM BHJIE Ha cieayrouteii cramuu). MC (ESY): 386,4 u 388,4 (M+1).

Cranus 3: nomyyenue (R)-3-(3-xmop-2-propdennn)-3-((S)-1,1-aumMe T THI-CYNb(HUHAMHUIO )IPOITHIT Me-
taHcyibdonara (361d).

Peaxius (S)-N-((R)-1-(3-xsm0p-2-thTopdhennn)-3-ruipoKCHITPONII)-2-METUINPOTaH-2-CyabprHaMuaa
(360 wmr, 1,17 mmous, ceipoif) ¢ Metancyabdormmxiopuaom (0,10 mi, 1,287 MMob) 1o MeToauKe, IPUBEACH-
HOM Juis cramuu 3 cxembl 358, nmama mocie oOpaOOTKM peaknuMoHHOW cmecH n ounctku (R)-3-(3-xmop-2-
¢dropdennn)-3-((S)-1,1-mumeTumdTHI-cynbGuHAMUIO )Tpornin MeTtaHcynbpoHar (361d) (421 mr) B Buae Oec-
IIBETHOM CMOJIBI, KOTOPYIO MCIIOIB30BAIM B TAKOM BUJIE Ha CIIEIYIOIIEH CTaIuH;

MC (ES+): 386,4 u 388,4 (M+1).

Cramus 4: nomydenne (S)-N-((R)-1-(3-xm0p-2-dTopdennn)-3-(AuMeTHIaMUHO JIIPOTTHIT)-2-METHIIPOTIaH-
2-cynbdunamuna (361e).

Peaxmmst (R)-3-(3-xmop-2-propdenmn)-3-((S)-1, 1 -muMeTHID TUIICYTbPHUHAMEIO )IIPOTIHIT METAaHCYIb(QOHATA
(120 wmr, 0,311 mmomnb) (361d) ¢ mumermnamunom (2M B TI'®, 3,42 mu, 6,84 MMOJIB) IO METOAMKE, TIPUBEICH-
HOM ayist craanu 4 cxeMmsbl 358, nana nocie o0padoTKH peakimoHHOH cmecH M o9ncTKH (S)-N-((R)-1-(3-x10p-2-
dbropdennn)-3-(IMMETHIAMAHO )P OTIHN )-2-MeTHponan-2-cynbpunamun (361e) (131 mr) B BHAe xenTod
CMOJIBI, KOTOPYIO UCIIOJIB30BAJIM B TAKOM BHJIE Ha CIEAYIOIICH cTagun Oe3 TOMOTHUTEIBHON OYNCTKH);

MC (ES+): 335,4 n 337,4 (M+1).

Cranus 5: nomxyaenue (R)-1-(3-xnop-2-dpropdennn)-N3,N3-gumernnponan-1,3-aguamuna (361f).

Peaxrmst (S)-N-((R)-1-(3-xn0p-2-pTopdenmn)-3-(AuMeTHIAMIHO )P OTIHIT)-2 -METHUIIITPOTIaH-2 -
cynmeuaamuga (361e) (0,104 r, 0,311 mmous) ¢ xmopuctsiM Bogopoom (0,156 mi, 0,622 mmons, 4 N B 1,4-
JIMOKCaHE) 10 METOMKE, PUBEICHHON /IS CTaauu 5 cxeMbl 358, nana mociie 00paboTKN PEakIMOHHON CMeCH U
ourctku (R)-1-(3-xmop-2-dropdhennn)-N3,N3-mumerunnponan-1,3-muamMun (361€), KOTOPBIH HCIONB30BA B
TaKOM BHJIE Ha CIIEAYIOLIEH CTaany;

MC (ES+): 231,4 u 333,3 (M+1).

Cramust 6: mosmyuyenue Ttper-OyTii-1-(2-(((R)-1-(Tper-Oyrunaumernicrmtoken)nponan-2-mi)(2-((R)-1-
(3-xsop-2-¢propdhenn)-3-(AMMETHIAMIHO )IPOITHIIAMHHO )-2-0KCOATHIT ) aMHHO ) -2 -0KCOATHII)-3-Kapbamomni-1 H-
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MHJa301-5-mikapbamara (361g).

Peaxmus (R)-2-(2-(5-(Tper-OyTokcukapOoHmIaMuHo)-3-kapo6amoni- 1 H-nanazon-1-mm)-N-(1-(tper-
Oy THIIIUMETHIICHITMIIOKCH ) TIPOTIaH-2-MT)alleTaMHI0 ) yKeycHoM KucioTs! (358h) (58,4 mr, 0,104 mmoinb) ¢ (R)-1-
(3-xmop-2-dpropdennn)-N3,N3-aumerunnponan-1,3-guamuaom (361f) (71,8 mr, 0,311 MMoib) Mo MeTomUKe,
MIPUBEJICHHOMN U1 cTaguu 3 cXembl 2, Jana Tmociie 00pabOTKH peakIMOHHOW CMECH W OYHCTKH KOJIOHOYHOH
(dbmm-xpomarorpadueit [cunukarens ¢ auxiopmeran/meranol (ot 1:0 mo 9:1)] tper-6ytmn-1-(2-(((R)-1-(Tpet-
OyTunmuMeTmcHImIoken))pomnad-2-mi)(2-((R)-1-(3-xmop-2-dropdeHrn)-3 -(IMMETHITAMIHO ) TIPOTIHIIAMHUHO ) -2 -
OKCOATHII)aMHHO )-2-0KCO3THI )-3-kapbamon- | H-namazon-5-unkapbamat (361g) (11 mr, 14% 3a 6 crammii) B
BHJie OENIoro TBEPOTo BEIIECTBA;

MC (ES+): 776,6 n 778,6 (M+1).

Cramust  7: momydeHue S-amuHO-1-(2-((2-(((R)-1-(3-x10p-2-dpTopdenmn)-3-(TuMeTHIaMIHO )ITPOTIHI)-
aMuHO )-2-0kcodTri )((R)-1-ruapokcunponan-2-mi)aMuHo )-2-0kco3Tiin)- 1 H-nanazon-3-kapookcamuna (361h).

Peaxius TpeT-0yTHi-1-(2-(((S)-1-(Tper-OyTHnanmMeTricuauinokcH )nponad-2-min)(2-((R)-1-(3-xsop-2-
¢dropdenn)-3-(AUMETHIAMHHO ) IPOITHMIIAMHHO )-2-0KCOITHI ) aMHHO )-2-0KCOATHI)-3-Kkapbamoni- | H-unnazon-5-
nnkapbamara (361g) (11 mr, 0,014 mmons) ¢ xonrm. HCI (0,071 mu, 0,850 MMoJIb) IO METOMKE, MPUBEACHHON
st ctagur 9 cxembl 358, mama mocie oOpaOOTKM PEakIMOHHOH CMECH W OYHUCTKUA KOJOHOYHOW (QIIdII-
xpoMmatorpadueit [cunukarenb ¢ xiaopoGopm/CMASO (ot 1:0 mo 0:1)] 5-amumno-1-(2-((2-((R)-1-(3-x510p-2-
dbropdennn)-3-(TUMETHIAMHUHO )TPOTTAIAMIHO )-2-0KkcodTHIT)((R)- 1 -ruapokcumiponan-2-mi)aMuHO ) -2 -
okcoaTn)- | H-manazon-3-kap6okcamun (361h) (5 mr, 63%) B Buae Genoro TBEpIOTO BEIIECTBRA;

'H aMP (300 MI'u, IMCO-d¢) (cMech ABYX poTanMoOHHBIX u3omepoB) O 8,99 u 8,59 (2, J=8,1 I'u, 1H),
7,61-6,67 (M, 8H),

5,61-3,40 (m, 11H), 2,48-1,76 (M, 10H), 1,11 (&, J=6,5 I'n) u 0,85 (1, J=6,9 I'm) (21, 3H);

MC (ES+): 562,6 n 564,7 (M+1).

Cxema 362

NC O

HoN
S 356¢ HoN 3623

Monyuenne  1-(2-((2-((3-xs10p-2-¢TOpOEH3MIT)aMHUHO )-2-0KCOITHIT ) (LIUKIIONPOITUIT ) AMHHO ) -2 -OKCOITHII) -
1H-unna3zon-3,6-nukapookcamuna (362a).

K pactBopy 1-(2-((2-((3-x710p-2-hTOpOESH3MIT)aMHUHO)-2-0KCOITHN )(ITUKIIOTIPOTIFIT ) aMHIHO )-2-0KCOITHIT)-6-
nmaHo- 1 H-nana3on-3-kap6okcamuna (356¢) (37 mr, 0,077 mmons) B aTanose (4 mu) mpubasunu koui. NH,OH
(1,5 M), mepoxcun Bogoposa (0,027 mi, 0,306 MMOJIB) 1 ITepeMENTUBAIIN TIPU KOMH. TeMIl. B Teuenne 15 4. Pe-
AKIIMOHHYIO CMECh KOHIEHTPHPOBAIH Aocyxa. CHIpOif MPOAYKT OYHIIAIN C TIOMOMIIBIO (HIIAII-KOJIOHOYHOH XPOo-
MaTorpauu [CUIMKArelh, JIIoupys auxyiopmeran/mMeranol (ot 1:0 mo 9:1)] ¢ momydennem 1-(2-((2-((3-xmop-2-
(hTopOEH3MIT)aMHUHO )-2-0KCOATHI ) (LIUKJIOTPOTIHIT )aMUHO )-2-0Kkc03Thn)- | H-nana3on-3,6-nukapookcammuna (362a)
(34 wmr, 89%);

'H SIMP (300 MI'u, JIMCO-de) § 8,55 (1, J=5,8 ', 1H), 8,28-8,13 (M, 2H), 8,06 (c, 1H), 7,85-7,71 (m,
2H), 7,53 (c, 1H), 7,49-7,38 (M, 2H), 7,26-7,19 (M, 1H), 7,13-7,06 (m, 1H), 5,72 (c, 2H), 4,32 (&, J=5,7 'y, 2H),
4,00 (c, 2H), 3,14-2,99 (M, 1H), 1,08-0,85 (M, 4H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,55;

MC (ES+): 523,4 n 525,4 (M+Na).

Cxema 363
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[Monyuenne 5-amuHO-1-(2-((2-(((R)-1-(3-x510p-2-DTOpDHeHN)-3 -THAPOKCUTIPOITHIT)aMHUHO ) -2 -

oxcoatii)((R)-1-ruapoxcunponan-2-uin)aMuHo)-2-okcoaTin)- 1 H-uanazon-3-kapdoxcamuna (363d).
Cranus 1: momyuyenue (R)-3-amuno-3-(3-xmop-2-propdenmn)npomnan-1-ona (363a).
Peaxius (S)-N-((R)-1-(3-xst0p-2-thTopdennn)-3-ruipoKCHITPONII)-2-METHINPOTaH-2-CyabprHaMuaa
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(361c) (150 mr, 0,487 MmMonb) ¢ xI0pucThIM BosopoaoM (0,244 mi, 0,975 mmois) (4 N B 1,4-nuokcane) mmo Me-
TOIIUKE, IPUBEICHHON T cTaauu 1 cxemsl 360, nana mocie 00paboTku peaknuonHon cmecu (R)-3-amuno-3-(3-
xyop-2-propdpermn)nponan-1-om (363a), KOTOPBIA HCIIOJNHF30BAIM B TAaKOM BHJE Ha CleAyromeld ctaauu 0e3
JIOTIOTHUTEIHHOMN OUHCTKY;

MC (ES+): 204,3 (M+1).

Cramus 2: momydenue (R)-3-(Tper-OyTmiimumeTmiicnamioken)-1-(3-xmop-2-drophennn)npomnan- 1 -amuHa
(363b).

Peaxmms (R)-3-amun0-3-(3-x1m0p-2-propdenmn)nponan-1-oma (363a) (0,099 r, 0,487 mmons) B IMDA (6
i) ¢ TBDMS-CI (0,11 1, 0,731 MMoIIB) 1O METOIUKE, IPUBEACHHON [T cTaanu 2 cxembl 360, mana mocie 00-
pabotku peakunonHo# cmecH (R)-3-(Tper-OyrrnaumMeruncummiokcn)-1-(3-xmop-2-¢propdenun)nponan-1-amun
B BHJIE xkenToro macia (363b) (139 mr), koTopoe HCIOIB30BATH B TAKOM BHUJE Ha cieayromeii ctanuu. Cranus
3: MOIy4eHUue tper-0yTHi-1-((R)-11-((R)-1-(TpeT-Oy THIAIMME THIICHIMIOKCH ) IpOTIaH-2 -1 )-7-(3-X710p-2-
dbropdpennn)-2,2,3,3-retpametn-9,12-quokco-4-okca-8, 1 1-nuaza-3-cunrpunekan- 1 3-mn)-3-kapoamor- 1 H-
WHa30J-5-unkapoamara (363c).

Peaxmmst (R)-2-(2-(5-(TpeT-0yTOKcHKapOOHUIAMHHO )-3-Kapbamom- 1 H-urna3zon-1-nm)-N-(1-(TpeT-
Oy THIIIUMETHIICHITMIIOKCH ) IPOTIaH-2-MT)alleTaMII0 ) yKeycHoi KucoThl (358h) (80 mr, 0,142 mmoinb) ¢ (R)-3-
(TpeT-OyTHIIIUMETHIICHITIITOKCH )- 1 -(3-X510p-2-pTopdhenmn)npomnan- 1 -amuaom (363b) (135 mr, 0,425 mMmonb)
(CBIpOif) IO METOMKE, MPUBEJACHHON s cTamuu 3 cxeMbl 360, nana mociie 00pabOTKH peaKIMOHHONH CMECH U
OYHCTKH KOJIOHOYHOW (idII-XpoMaTorpadueit [cumkarenb, dmonpys auxiaopmetan/metanon (ot 1:0 mo 19:1)]
tpeT-0yTun-1-((R)-11-((R)-1-(Tper-0y THIIUMETHIICHITHIIOKCH ) TIpoTian-2-wi )-7-(3-xmop-2-dropdhennn)-2,2,3,3-
TeTpameTi-9,12-1uokco-4-okca-8, 1 1-nuaza-3-cunrpunekan- 1 3-mn)-3-kapoamon- 1 H-urna3on-5-mikapoamar
(363c) (85 mr) B Buie 6€7I0T0 TBEPAOTO BEUIECTBA C METAIUTMICCKUM OTTCHKOM;

MC (ES+): 885,8 n 887,9 (M+Na).

Cramust 4: mnomydenue S-amuHo-1-(2-((2-((R)-1-(3-xsop-2-hropdennn)-3-ruapoKCHIIponnIaMiuHO)-2-
oxcoatii)((R)-1-runpoxcunponan-2-ui)aMuHo)-2-okcoaTin)- 1 H-unnazon-3-kapdokxcamuna (363d).

Peaxtmst TpeT-0yTHi-1-((R)-11-((R)-1-(TpeT-0y THIANME THIICHITMIIOKCH ) IpOTIaH-2-11)-7-(3-XJop-2-
dbropdennn)-2,2,3,3-rerpamerni-9, 1 2-nuokco-4-oxca-8,1 1-nmuaza-3-cunrpuaekan- 1 3-um)-3-xkapbamornu- 1 H-
nHAa3on-5-unkapoamata (363c¢) (71 mr, 0,082 mmons) ¢ xorm. HCI (0,206 M, 2,466 MMOJIb) 110 METOJMKE, TIPH-
BeJIeHHOU /i cTaanu 4 cxembl 360, pana mocie 00padoTKH PEaKITMOHHON CMECH U OYUCTKH KOJIOHOYHOU (pIrd1ir-
xpoMmaTtorpaduei [cwimkareis, dmoupys ximopohopM/CMAS0 (ot 1:0 mo 0:1)] S-ammuo-1-(2-((2-((R)-1-(3-
xJ0p-2-PTopdeHu)-3-rTuapoKCHIIpOTHIaMUuHO )-2-0kcodTh ) ((R)-1-Tuapokcurponan-2-mim)aMuHO )-2-
okcoaTi)- 1 H-nanazon-3-kapbokcaMu B BUsIe CBETJIO-KOPHYHEBOTO TBepaoro Bemectsa (363d) (13 mr, 21% 3a
4 cragun);

'H SIMP (300 MI'u, JIMCO-dg) (cMech ABYX POTAIHOHHBIX H30MepoB) & 8,89 (m, J=7,7 T'm) u 8,52 (x,
J=7,7Tn) 2n, 1H), 7,62-6,68 (M, 8H), 5,66-3,10 (M, 14H), 2,03-1,68 (m, 2H), 1,08 (1, J=6,4 I'r) u 0,83 (x, J=6,9
') (2z, 3H);

PF SIMP (282 MI', IMCO-de) & -121,75, -122,15;

MC (ES+): 557,4 u 559,6 (M+Na); MC (ES-): 533,5 u 535,6 (M+Cl).

Cxema 364
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364k

Monyuenne 1-(2-(((1H-umunazon-4-um)mernn )(2-((3-xmop-2-hTopOeH3 I )aMHHO )-2-0KCOITHI ) aMHIHO )-2 -
oKkco3THN)-5-amuHo- 1 H-urnazon-3-kapbokcamuaa (364b).

Cramqus 1: TIOJTy9IEeHUE TpeT-0yTHi-(3-kapbamon-1-(2-((2-((3-xmop-2-pTOopOeH3MIT)aMHHO )-2 -
okcodTin)((1-tputmi- 1 H-umunazon-4-wmi)MeTHIT)aMIHO ) -2 -0Kkcod T ) - | H-mHma3on-5-mwn)kapoamara (364a).

Coenunenne 364a nomyuanu w3 2-(2-(5-((Tper-OyToKcHkapOOHMI)aMHHO)-3-kapbamoni-1 H-urnazon-1-
wi)-N-((1-tputnin-1H-umunazon-4-min)MeTuin)aneraMuao )ykcycHoi kuciotsl (359d) (40 mr, 0,056 mmMoib) 1o
peakuui ¢ (3-xsop-2-propdennn)meranamurom (9d) (0,018 mi, 0,140 MMOIB) IO METOAMKE, TPUBEACHHOM ISt
cramuu 3 cxeMbl 2. JTO pgano mocie oOpaboTKM PpEeakIMOHHOW CMECH W OYHUCTKH KOJIOHOYHOW (hIIdIl-
XpoMaTtorpaduen [CHITHKarelns, JIoupys nuxyiopmeran/meranon (ot 1:0 mo 19:1)] tper-Oytun-(3-kapbamomn-1-
(2-((2-((3-xy0p-2-PpTOopdeH3mI)aMuHO )-2-0kcodTHI)(( 1 -TpuTHi- 1 H-uMuna3o1-4-uim)MeTri ) aMuHO )-2 -
okcoatnn)- 1 H-uanazon-5-mn)kapbamar (364a) (60 mr) B Buae O€lI0ro TBEPIOTO BEIIECTBA C METALUTHICCKUM
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OTTCHKOM;

MC (ES+): 877,7 (M+Na).

Cramqus 2: TIOJTy9ICHUE 1-(2-(((1H-umm mazon-4-mn)meTin)(2-((3-x10p-2-pTopOeH3 I )aMUHO ) -2 -
OKCO3THII)aMHHO )-2-0KCOATHII )-5-amuHO- | H-uaaazon-3-kapookcamuna (364b).

Coenunenne 364b momydanu u3 TpeT-OyTmi-(3-kapbamon-1-(2-((2-((3-xmop-2-pTopOeH3mIT)aMHHO)-2-
okcodTrn)((1-tputni- 1 H-umunazomn-4-mi)Me T ) aMiHo )-2-0kcodTii)- | H-uapazon-5-mn)kapobamara (364a) (55
Mr, 0,064 Mmmods) o peakmuu ¢ koH1. HCI (0,214 mu, 2,57 MMomb) B MeTaHoute (5 MIiT) 0 METOIUKE, TIPUBEICH-
HOW ISt cTamuu 3 cxeMmbl 292. DTo mocie oO0pabOTKH PEaKIMOHHONW CMECH M OYHCTKH KOJOHOYHOW (hidmI-
xpoMmartorpapueil [cunmkareib, dmoupys xiopogopm/CMA80 (ot 1:0 mo 1:2)] mamo momyumts 1-(2-(((1H-
nmunazon-4-uwia)metin)(2-((3-xaop-2-pTopOeH3UIT)aMUHO ) -2 -OKCOITUIT)aMUHO )-2-OKCOITHII ) - 5-aMuHO- 1 H-
uHaa30i-3-kapookcamun (364b) (15 mr, 57% 3a nBe cTaguu) B BUIC CBETIIO-KOPHYHEBOTO TBEPIOTO BEUICCTBA;

'H aMP (300 MI', IMCO-dg, cMech nByX poTannoHHBIX M3oMepoB) & 12,11 u 11,97 (2¢, 1H), 8,91 u
8,66 (21, J=6,0 I'y, 1H), 7,87-6,71 (m, 10H), 5,80-4,94 (m, 4H), 4,71-3,82 (m, 6H);

PF SIMP (282 MI', IMCO-de) & -121,41, -121,64;

MC (ES+): 513,4 (M+1); MC (ES-): 511,5 (M-1).
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IMomyuenue 1-(2-((2-((3-xnop-2-¢pTopben3nin)aMuHo)-2-okcodTin)(( 1 -meTmmunepuanH-4-
WJT)METHIT)aMHHO)-2-0KcoaTvi)- 1 H-unnazon-3-kapookcamuna (365b).

Cranus 1: nomyuenne N-(3-xm0p-2-dropoensun)-2-(((1-meTmmunepuanH-4-mi)MeTH ) aMHHO )alleTaMHia
(365a).

Peaxums 2-xmop-N-(3-xn0p-2-propbensun)aneramuia (35b) (604 mr, 2,56 mmons) ¢ (1-MeTnmunepuanH-
4-un)meranamuHoM (820 Mr, 6,4 MMOJTb) TIO METOJTUKE, TIPUBEACHHON JUTS CTAJUH 2 CXEMBI 35, mana mocie o0-
paboOTKN PEaKIMOHHONH CMECH M OYHCTKH KOJIOHOYHOW (idmi-xpomatorpaduedt [cwimkarenb, 12 T, 3IMOUPYS
METaHOJIOM B AXM oT 0-30%) N-(3-xm0p-2-pTopbensmn)-2-(((1-meTmmunepuns-4-
nm)Metwi)aMmuHo )anetamun (365a) (535 mr, Berxon 64%) B Buzie 6€CIIBETHOTO Macia.

'H SIMP (300 MI'w, JAMCO-d¢) ¢ 8,30 (T, J=6,1 ', 1H, odmenuBarommiics ¢ D,0), 7,47 (tn, J=7,6, 1,8
I'y, 1H), 7,32-7,23 (M, 1H), 7,23-7,09 (M, 1H), 4,36 (n, J=6,0 'y, 2H), 3,21-3,04 (M, 3H), 2,77-2,60 (M, 2H), 2,31
(m, J=6,5 T'n, 2H), 2,10 (c, 4H), 1,75 (tm, J=11,5, 2,5 T'n, 2H), 1,68-1,55 (M, 2H), 1,18-0,94 (M, 2H);

MC (ES+): 328,3 (M+1); (ES-): 326,4 (M-1).

Cramust  2: momydenue 1-(2-((2-((3-xmop-2-ropbeH3nin)amMuHO)-2-0kcod T )((1-MeTrnunepugua-4-
WJT)METHIT)aMHHO)-2-0KcoaTvi)- 1 H-unazon-3-kapookcamuna (365b).

Peaxums N-(3-xmop-2-drop6ensmin)-2-(((1-metmmunepuani-4-min)MeTnia)aMuHo Janetamuaa (365a) (150
mr, 0,46 mmouts) ¢ 2-(3-kap6amoni-1H-nnnazon-1-um)ykcycHoit kuciotoit (2e) (120 mr, 0,55 MMoib) o mMeTo-
JIMIKe, TIPUBEACHHOM AJIs CTaauy 3 cXeMBbl 2, Jaja mociie 00pab0oTKH peakIHOHHON CMECH U OYUCTKU KOJIOHOY-
HOH (m-xpomarorpadueit [cnnmkarens, 12 r, samoupyss CMAS0 8 CHCl; ot 0 mo 60%] 1-(2-((2-((3-x710p-2-
(hropOeH3nIT)aMUHO)-2-0kcodTHN )(( | -MeTHIHIIepu ANH-4-1I1 ) METHI )aAMHHO )-2-0KCcOodTH)- | H-Hma30m1-3-
kap6okcamuz (365b) (65 mr, Brixox 27%) B Buze Genoro TBepaoro Bemectsa, 'H SIMP (300 MI', IMCO-dg) &
10,24 (c, 1H, obmenuBatomuiics ¢ D,0), 9,04 (T, J=5,8 I'n, 1H, oomenuBaromuiics ¢ D,0), 8,18 (m, J=8,1 I'm,
1H), 7,71 (¢, 1H), 7,62-7,34 (M, 5H), 7,30-7,06 (M, 2H), 5,62-5,38 (M, 2H), 4,71 (c, 2H), 4,53-4,23 (M, 4H), 3,41
(zm, J=30,9, 10,2 ', 2H), 3,17 (#, J=6,7 I', 1H), 2,81-2,63 (M, 4H), 2,05-1,88 (M, 1H), 1,80-1,63 (M, 2H), 1,48-
1,28 (M, 1H);

MC (ES+): 529,3 (M+1); (ES-): 563,3 (M+Cl).
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[Tonyuenne 5-amuHO-1-(2-((2-(((S)-1-(3-x510p-2-PTOp P EHIIT)-2-( IMMETHITAMHHO ) 3THI ) AMHUHO )-2 -
oxcoatii)((R)-1-runpoxcunponan-2-ui)aMuHo)-2 -okcoaTrin)- 1 H-ungazon-3-kapookxcamuna (366f).

Cranus 1: nomxyuenue (S)-tpeT-0yTri-1-(3-xmop-2-¢propdennn)-2-runporcudTnikapbamara (366a).

K pactBopy (S)-2-amuno-2-(3-xnop-2-dpropdenun)stanon rugpoxsuopuga (328a) (800 mr, 3,54 Mmoinb) B
AXM (30 M) u MeOH (15 mi) npubasuinu qu-tpet-OyThi aukapOoHat (946 mr, 4,25 MMOINB), TPUITHIAMUH
(0,986 M, 7,08 MMOJIB) M NepeMeIINBaIH IIpH KOMH. TeMIl. B TeueHre 20 4. PeakunonHylo cMech pa30aBuin
nuxiopmeranoM (100 mur), mpomMbiBas Bojo# (50 Mur), cymminu, GUIBTPOBAIH, KOHIIGHTPUPOBAIN B BAKyyMe C
nonrydenueM (S)-tper-0yTmi-1-(3-xmop-2-pTopdenwn)-2-runpokcudTuinkapdbamara (366a) (1,083 r) B Buge oe-
JIOTO TBEPIIOTO BEIIECTBA, KOTOPOE MCIIOJL30BAN B TakoM Buje Ha cienyromei craaun. MC (ES+): 3123 u
314,2 (M+Na).

Cramus 2: monydenue (S)-2-(TpeT-0yTOKCUKapOOHMIAMUHO )-2-(3-X10p-2-PTOPPEHIIT)ITHIT METaHCYJITh-
(honara (366D).

Peaxkums  (S)-Tper-OyTmi-1-(3-x10p-2-propdenmn)-2-ruapokcustunkapdbamara (366a) (1,026 r, 3,54
MMOJIB) ¢ 3TaHMeTaHcynbhormixiaopuaom (0,303 mi, 3,89 MMoIB) IO METOAMKE, MIPUBEACHHONW IS cTanuu 3
cxembl 358, nmama mocie oOpabOTKM peakunoHHON cMecH (S)-2-(TpeT-OyTokcHKapOOHMIaMHHO)-2-(3-X10p-2-
dbropdermn)sTin MetancyiabpoHat (366b) (1,317 r) B Bume 0€710ro TBEpAOTO BEIIECCTBA, KOTOPOE UCIONH30BAN
B TaKOM BHJIE Ha CIIEAYIOIIECH CTauu.

'H SIMP (300 MI't, IMCO-de) & 7,87 (1, J=8,7 T'u, 1H), 7,56 (, J=7.9 Tu, 1H), 7,44 (, J=7,1 Tu, 1H),
7,27 (1, J=7,9 I'n, 1H), 5,25-5,09 (m, 1H), 4,35-4,19 (m, 2H), 3,19 (c, 3H), 1,37 (c, 9H);

PF SIMP (282 MTI'n, IMCO-dg) & -121,15;

MC (ES+): 390,2 n 392,2 (M+Na).

Cramuss  3: momyuenue  (S)-tper-OyTi-1-(3-xmop-2-pTopdenmn)-2-(IuMeTHIaMIHO )3 THIIKapOaMara
(366¢).

Peakmust (S)-2-(TpeT-OyTokcukapOoHHIaMUHO)-2-(3-xmop-2-propdennn)stun Merancyibdonata (366b)
(120 mr, 0,326 MMonb) ¢ qumetunamuHoM (2M B TT'®, 3,59 M, 7,18 MMoib) 10 METOIMKE, MPUBEACHHON IS
cramuu 4 cxembl 358, nmama mociae oOpabOTKM pEaKkIMOHHOW CMeCH M OYHCTKH KOJOHOYHOH (hidmi-
xXpoMaTtorpaduei [cumukarenb, dIIOUPYsS cMech rekcaHoB/dTmnanetatr (ot 1:0 mo 1:1)] (S)-tper-O6yTumn-1-(3-
xJyop-2-propheHnn)-2-(AMMETUIIAMHHO) dTHIKapOamMarT B BUAE KOpHUYHEBOH cMoubl (366¢) (27 mr, 28% 3a 3
craaun). MC (ES"): 317,3 (M+1). JIpyroit no6ounbiit mpoaykT (S)-4-(3-xmop-2-GTopdheHi)oKca3onuauH-2-0Ha
Taroke oOpaszoBaiicst B naHHOH peakiun, MC (ES'): 214,2 u 216,1 (M-1).

Cranus 4: nomxydaenue (S)-1-(3-xmnop-2-¢propdenmn)-N2,N2-gumernnaTan-1,2-nuamuna (366d).

Peaxmms  (S)-tper-0yTHi-1-(3-xmop-2-¢propdennn)-2-(qumernnamuno )aTunkapbamara  (366¢) (22 wr,
0,069 mmomnb) ¢ 2,2,2-tpudTopykcycHoit kucioroit (0,375 mm, 4,86 MMOJIB) 10 METOAWKE, TPUBEICHHOM IS
cTaiuu 2 cXembl 2, ndajga Tocie o0paboTku peakmuoHHOW cmecH (S)-1-(3-xmop-2-dpropdenmn)-N2,N2-
JuMeTHInTaH-1,2-auamuH (366d), KOTOPHIH UCTIONH30BAIA B TAKOM BHUJIC Ha CIIETYIOIIEH CTaInu.

Cramus 5: momydenue TtpeT-OyTmi-1-(2-(((R)-1-(Tper-OyTrnmumeTricuminokcy ) nponan-2-uin)(2-((S)-1-
(3-xmop-2-dropdennn)-2-( ITMMETHIAMHIHO )3 THIIAMHHO )-2-0KCOATHII )JaMHHO )-2 -OKCOATHI) -3 -KapObamoni- 1 H-
WHAa30J-5-mikapoamata (366¢).

Peaxius (R)-2-(2-(5-(Tper-OyTokcukapOooHHIaMuHo)-3-kapoamoni- 1 H-nanazon-1-mm)-N-(1-(tper-
OyTHIIMMETHIICHIMIIOKCH)TIPOTIaH-2-1i)ateraMuao ) ykeycHoi kuciotst (358h) (0,051 r, 0,090 mmons) ¢ (S)-1-
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(3-xmop-2-¢propdennn)-N2,N2-numermatan-1,2-quamunom (366d) (0,015 r, 0,069 MMonb) Mo MeToaMKe, NpHU-
BEJICHHOM JUIA CTaaAnu 3 cXeMbl 2, ana nociie 00paboTKH peakIMOHHOH CMECH U OYMCTKU KOJIOHOYHOH (uraim-
xpoMaTtorpaduer [cuiamkarens, dmonupys xiaopohopm/CMASO (ot 1:0 mo 1:1)] tper-0ytnn-1-(2-(((R)-1-(tpeT-
OyTHIIUMeTHIICHITIIIOKCH )iporiaH-2-1)(2-((S)-1-(3-xmop-2-dropdernn)-2-(TuMeTHIaMHO ) S THIIAMHHO )-2 -
OKCOITHII)aMHHO )-2-0KCOITHII )-3-KapOamomi- | H-uaazon-5-unkapbamat (366e) (17 Mr) B BUIE KEITOTO TBEP-
JIOTO BEIIIECTBA;

MC (ES+): 762,5 u 764,4 (M+1).

Cramus 6: momydenue S-amuuo-1-(2-((2-((S)-1-(3-xm0p-2-PpTOpdeHwn)-2-( IMMETHIAMIHO )3 THIIAMHHO )-2-
oxcoatii)((R)-1-runpoxcunponan-2-ui)aMuHo)-2-okcoaTin)- 1 H-uanazon-3-kapookcamuna (366f).

Peaxius TpeT-0yTHi-1-(2-(((R)-1-(Tper-Oytrnanmernincummmioken )nponan-2-umi)(2-((S)-1-(3-xmop-2-
dbropdeHmn)-2-( IMMETHIAMHIHO )3THIAMHHO )-2-0KCO3TUII)JaMHHO )-2-0KCO3THN ) -3 -KapOamowi- 1 H-unnazon-5-
mikapb6amata (366f) (17 mr, 0,022 mmons) ¢ kour. HCI (0,111 mi, 1,338 MMoIIp) 10 METOAMKE, PUBEACHHON
it cragud 4 cxembl 360, mama mocie oOpaOOTKM PEaKIMOHHOW CMECH M OYHCTKH KOJOHOYHOH (hidmi-
xpoMmartorpapueil [cunukarens, smoupys xiaopopopm/CMA80 (ot 1:0 mo 0:1)] 5-ammuo-1-(2-((2-((S)-1-(3-
xJ0p-2-PropdeHun)-2-(IMMETHITAMHHO )3THIAMHUHO )-2-0kcodTHI)((R)- 1 -ruapokcumnponan-2-mi)aMruHO ) -2 -
okcoaTin)- | H-manazon-3-kap6okcamun (366g) (8 mr, 21% 3a 3 cTaguu) B BUAE CBETIO-PO30BOTO TBEPIOTO BE-
IIeCTBA;

'H SIMP (300 MI', IMCO-d,, cMech JIBYX POTAIlMOHHEIX M30MepoB) & 7,71-6,74 (M, 8H), 5,63-3,40 (M,
11H), 2,80-2,00 (m, 8H), 1,10 (x, J=6,4 I'm) u 0,86 (1, J=6,8 I'm) (211, 3H);

PF SIMP (282 MTI'n, IMCO-de) & -120,003, -120,009;

MC (ES+): 548,4 (M+1) u 570,5 (M+Na).

Cxema 367
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Iomyuyenne S-amuHO-1 —(2-((2-((3—xnop—2-(1)T0p6eH3I/IJ1)aMI/IHO)3TI/m)(uI/IKnonponI/m)aMI/IHO)-2—0K003T1/m)-
1H-unna3on-3-kapookcamuna (367g).

Cranus 1: noxyaenue Tper-0yTmi-2-((3-xmnop-2-¢pTopoeH3nn)amMmuHo )aterata (367a).

Coenunenne 367a mosrydanu u3 (3-xyop-2-propdpenmn)meranamuna (9d) (4,06 r, 25,4 MMOITB), UCTIONB3YS
K,COs5 (5,68 1, 40,7 MMonb) 1 TpeT-OyTHiI-2-xsopanerat (3 i, 20,35 MMOJTB) TI0 METOJUKE, IPUBEICHHOMN JJIs
cramuu 1 cxembl 43. DTo mamo mocyie oOpabOTKH pEaKIMMOHHOW CMECH M OYMCTKH KOJIOHOYHOW (HIIdII-
XpoMaTtorpaduei [CHUIMKares, dIOUpPys cMech TekcanoB/aTumnanetat (ot 1:0 mo 4:1)] Tper-0yTrin-2-((3-xmmop-2-
(ropbensmr)amuao)anetar (367a) (2,78 r, 50%) B BuIe OecIBETHOTO Macia;

'H SIMP (300 MI'n, IMCO-dg) & 7,51-7,34 (M, 2H), 7,19 (tn, J=7,8, 1,1 T, 1H), 3,78 (c, 2H), 3,20 (c,
2H), 1,40 (c, 9H);

MC (ES+): 274,3 n 276,2 (M+1).

Cranus 2: nomxyaenue 2-((3-xsnop-2-¢propbenszmin)amuHo)atanona (367b).

Coenunenne 367b nomyyanu u3 TpeT-0yTmin-2-((3-xmnop-2-¢gropbensun)amuno)anerara (367a) (1,608 T,
5,87 mmonb) u 6oporunpuna mutus (8,81 mi, 17,62 mmons, 2M B TT'®) o MeToanke, MPUBEICHHOMN IS CTaIUU
2 cxemsl 358. D10 Aano mocie o0paboTku peaknnoHHOM cMecH 2-((3-xop-2-dhropbeH3mn)aMuHo)3TaHod (367b)
(1,175 t) B BUIIe OCCIIBETHOM CMOJIBI, KOTOPYIO UCTIONB30BAIH B TAKOM BHJIC Ha CIICAYIONICH CTa UM,

MC (ES+): 204,2 1 206,2 (M+1).

Cramus 3: mosydeHue Tper-0yTri-3-xiop-2-pTopoeH3mi(2-ruapokcud T )kapbamara (367¢).

K pactBopy 2-(3-xsop-2-dpropdbenzunamuno)stanona (367b) (1,1 r, 5,40 mmois) B JIXM (40 mur) 1 MeOH
(20 M) mpubaBuM aU-TpeT-OyTHIANKapOoHaT (1,444 T, 6,48 MMmons), TpuaTiinamuH (1,506 M, 10,80 MMoib) 1
TIEpEMEIIUBAJIN TPU KOMH. TeMIl. B TedeHue 20 4. PeakimoHHyI0 cMech pa3daBwiu auxiopMmeTanoMm (120 m),
MpOMBIBAIA Boion (60 MuI), cymwid, (GUILTPOBAIK, KOHICHTPHUPOBAIA B BaKyyMe W OUYHIIAIN C MOMOIIBHIO
(III-KOIOHOYHOHM XpoMaTorpayu [CHIIMKarens, 3Ioupys auxiaopmeran/meranoi (ot 1:0 o 19:1)] ¢ momyude-
HHEM TpeT-0yTmiI-3-xyop-2-¢propoen3mi(2-ruapokcustii)kapbamara (367¢) (713 mr) B Buae OeciiBeTHOTO Mac-
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J1a, KOTOPOE MCTIOIb30BAIN B TAKOM BHJIE Ha CIICAYIONIEH CTaINN;

MC (ES+): 326,3 (M+Na).

Cramus 4: monydenue 2-((TpeT-0yTokcukapOooHm)(3-x10p-2-PTopOESH3MI)aMIHO )3THIT METaHCYIb(pOHATa
(3674).

Coenunenre 367d momydanm u3 TpeT-OyTHII-3-XJ0p-2-PpTopOeH3MI(2-ruapokcudTHiI)Kapbamara (367¢)
(162 wmr, 0,526 mmous), Tpuatuiaamuna (0,147 v, 1,053 mMonbp) u TTancynshormnxiopuna (0,045 M, 0,579
MMOJIb) TI0O METOMKE, IPUBEIACHHOHN I CTaauu 3 cXeMbl 358. DTo ganmo mocie o0paboTK peaKIMOHHONW CMECH
2-((Tpet-6yToKcukapOoHM)(3-XI0p-2-hTOpOSH3MIT)aMUHO )ITHIT MeTaHCyIbhoHaT (367d) (484 mr) B Bume Oec-
I[BETHOH CMOJIBI, KOTOPYIO MCIIOIb30BAIM B TAKOM BHJE Ha CIIETyIOIIel cTany.

Cranus 5: noxydeHue Tper-0yTuii-3-xiop-2-¢pTopoeH3mi(2-(IUKIONpONHIaMHHO )3THIT)KapOamaTa (367¢).

K pactBop 2-((Tper-0yTokcukapoonmi)(3-xsop-2-pTopOeH3MIT)aMUHO )3T MeTaHcynbdonata (367d) (270
mr, 0,707 mmons) B IM®PA (10 M) npubasuiu nuknonponanamut (1,084 mi, 15,56 MMoib) n HarpeBanu npu
nepeMerinBanuy npu 8§0°C B TepMETHYHO 3aKPHITON MpoOUpKe B TeueHue 2 4. PeaknmoHHYIO cMech OXJIaIHin
IO KOMH. TeMIT., pa3baBmiun dTuianeraToM (100 M), mpoMbIBasM BoAoH (2x50 MiT), HACBIIIEHHBIM BOJHBIM pac-
TBOpPOM xyopuna Hatpust (50 mur), cymmm, GUIbTPOBaIH, KOHIEHTPUPOBAIN B BaKyyME M OUYMIIAIH C MOMO-
IbI0 (HIIAII-KOJIOHOYHOM XpoMaTorpaduu [CHITMKArelhb, JJIIONPYS cMech TekcanoB/aTmianeraT (ot 1:0 mo 1:1)] ¢
MOJTy4eHUEM TPET-0yThII-3-XJ10p-2-hTopOeH3MI(2-(IMIUKIONPOTIIIaMHUHO )3THIT)-KapbamaTa (367¢), 3arps3HeHHO-
ro 3-(3-xy0p-2-(ropGeH3mT)oKcasonuanH-2-0HoM (90 M, MOJSIPHOE COOTHOIIeHHe: 1:5 Ha ocroe 'H SIMP,
23% 1o Macce xelaeMoro MpoayKTa, Beixon 3,8% 3a 4 craguu) B BUae OECIBETHOTO Maciia, KOTOPOE HCIIOJIb30-
BaJi B TakoM BHJe Ha cienytomieit craguu. MC (ES+): 343,3 u 345,3 (M+1).

Cramus 6: momydenue Tper-0yTni-(2-(2-(5-((tpeT-0yTokcukapOOHMI)aMIHO )-3-kapbamom- 1 H-nagazon-
1-m)-N-muKIonponuianeraMuo )3T ) (3-xmnop-2-propoensuin)kapoamata (3671).

Peakmmst  2-(5-((Tper-OyTOoKCcHKapOOHMI)aMUHO)-3-Kapbamonii- 1 H-nHa30m-1-mi1)yKCycHOH  KHCJIOTHI
(345¢) (35 wr, 0,11 mmomb) ¢ Tper-OyTHI-3-xI710p-2-PTOPOCH3II(2-(MUKIONPOIHIAMHIHO )3THI )KapOaMaToM
(367¢) (19 wmr, 0,05 MMOITB) TIO METOAMKE, MMPUBEICHHON JUIS CTaIUK 3 CXEMBI 2, Jaya Imocie 00paboTKH peak-
IIMIOHHOW CMECH U OYHMCTKH KOJIOHOYHOW (hidmI-xpomarorpadueii [cuukarens ¢ auxiaopMeran/meranoi (ot 1:0
hils) 19:1)] Tpet-0yTHia-(2-(2-(5-((TpeT-0yToKcukapOOHMI )aMUHO )-3-kapOamomni- | H-uunazon-1-mm)-N-
MUKJIOTpONIAIane TaMu 0 )3TrN ) (3-xJop-2-hropobenzmn)kapdbamat (367f) (24 mr, 66%) B Buae OeciBeTHOH cMoO-
JIBI;

MC (ES+): 681,3 u 683,4 (M+Na).

Cramust 7: momydenue S-amuHO-1-(2-((2-((3-x50p-2-hTopOeH3MIT)aMIHO )ITHII)(IIUKIOTIPOITHII)aMHUHO)-2 -
okcoatnn)- 1 H-uanazon-3-kapookcamuna (367g).

Coenunenne 367g moydanu u3 Tper-0yTmi-(2-(2-(5-((TpeT-0yTokcukapOoHMIT)aMruHO)-3-kapoamon- 1 H-
MHa301- | -11)-N-IuKIionponmianeraMuo )3tui ) (3-xmnop-2-propbensun)kapoamara  (367f) (24 wmr, 0,036
MMoub) 1o peaknuu ¢ koHu. HCI (0,152 mi, 1,82 mMois) B MeTaHoste (4 MIT) IO METOAMKE, IPUBEICHHON LIS
cramun 3 cxembl 292. D10 nanmo mocne oOpabOTKM PEaKIMOHHOW CMECH M OYMCTKM KOJOHOYHOH (uidmI-
xpomartorpapueid [cuimkarens, dmoupys xiaopopopmM/CMASO (ot 1:0 mo 1:1) S-amuno-1-(2-((2-((3-xm0p-2-
(TOpOECH3MIT)aMUHO )3 THIT ) (LIMKIIOIPOITHIT ) aMHHO ) -2 -0KcoaTHI)- | H-unnazon-3-kapookcamun (367g) (9 mr, 54%)
B BHJIC€ KOPUIHEBOTO TBEPJOTO BEIIECTBRA;

'H SIMP (300 MI't, IMCO-dg) & 7,65-7,19 (M, 6H), 7,12 (c, 1H), 6,80 (un, J=8,8, 2,1 T'n, 1H), 5,52 (c,
2H), 4,07 (c, 2H), 3,66-3,53 (M, 2H), 3,12-3,03 (m, 1H), 3,03-2,87 (M, 2H), 1,06-0,89 (M, 4H);

PF SIMP (282 MTI'n, Metanon-ds) & -120,77;

MC (ES+): 481,0 (M+Na).

Cxema 368
OTBDMS
BocHN N\/U\
/\n/N\)L _Hol_ l;l/\n/
’N F
cl
HzN 5 3454 368a

[Monyuenne (R)-5-amunO-1-(2-((2-((3-x710p-2-PTOpOEH3MIT)aMUHO )-2-0KCOITHI )( | -THAPOKCUTIpOTIaH-2-
WJT)aMUHO)-2-0kco3Tun)- 1 H-uanazon-3-kapookcamuaa (368a).

K pactBopy (R)-tper-0ytnn-(1-(2-((1-((TpeT-OyTHIAMME THICHIIAI )OKCH ) TTporaH-2-mi)(2-((3-xmop-2-
(TOpOCH3MIT)aMIUHO )-2-0KCOITHI)aMHHO )-2-0KCO3THII)-3-KapOoamoni-1 H-nanazon-5-mn)kapbamara (345d) (220
mr, 0,312 Mmmons) B MeOH (25 mut) npubasmimm xnopuctsiit Bogopon (1,040 mut, 12,48 MMounb) 1 iepeMeIBaiu
IpU KOMH. TeMI. B TeueHue 15 4. PeakumoHHyI0 cMech KOHIIEHTPHPOBAIN JIOCYyXa M OYHIIAIH C ITOMOLIBIO
(III-KOIOHOYHOH XpoMarorpaduu [CHIIMKareib, amonpys xiaopohopm/DMASO (ot 1:0 mo 1:1)] ¢ mocnenyto-
el 0YUCTKON KOMON(IAII-KOIOHOUHOH Xpomartorpadueit ¢ Bozaoit (0,1% HCl)/aneronntpun (ot 1:0 mo 1:1) c
HOITy4EeHUEM (R)-5-amuno-1-(2-((2-((3-x10p-2-hTopOeH3MmIT)aMHHO )-2-0KCcOo3THII )( | -ruApOKCUIIpOTIaH-2-
WIT)aMHHO)-2-0KkcodTrn)- | H-mapa3on-3-kap6okcamuna (368a) (61 mr, 37%) B Buzme 6eoro TBEpAOTO BemIecTBA
C METAJUNTHYECKUM OTTEHKOM;
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'"H SIMP (300 MI't, IMCO-dg (cMech ABYX pOTAaLHOHHEIX H30MepoB) & 8,92 (T, J=5,6 ') u 8,60 (1, J=5,7
I'u (21, 1H), 8,14 (c, 1H), 7,75 (¢, 1H), 7,67-6,92 (M, 6H), 5,74-5,37 (m, 2H), 4,58-3,68 (M, 5H), 3,60-3,10 (M,
2H), 1,16 (1, J=6,4 T'm) 1 0,96 (1, J=6,9 ') (21, 3H);

F SIMP (282 MI', IMCO-dg) & -121,23, -121,64;

MC (ES+): 513,3 u 515,3 (M+Na); MC (ES"): 525,2 u 527,3 (M+Cl); AHanu3, pacCYUTaHHBIN IS
CxH4CIFNGO,-1,0 HCI-2,5 H,0: C, 46,16; H, 5,28; N, 14,68; Cl, 12,39; Haiineno: C, 45,98; H, 5,00; N, 14,50;
Cl, 12,44.

Cxema 369
OTBOMS
~OH TROMSCE 0“’[”‘"5 BOMSO. NH:  OTBOMS
H piumaﬂon zl : Ao \( o OTEONS
”‘r“ COY 7 el
F H
Sa e 369 ¢
Cl
HO
'UTBDMS
é@ OTBOMS
BocHN
Swor NVA S i\ u\
Y
Hse -Jruﬁjr b N
3]
HATIJ. DIPEA
DIPA

[Momyuenne 5S-ammuO-1-(2-((2-((R)-1-(3-x10p-2-hTOpdheHnn)-2-ruApoKCUITIIAMUHO)-2-0Kco3T)((R)-1-
THIPOKCHIIPOIIaH-2-1IT)aMHHO )-2-0KkcoaTri)- 1 H-uanazon-3-kapbokcamuna (369f1).

Cramust  1:  momyuenue  (R)-2-(Tper-OyrmmaumMernicunmnokcn)-1-(3-xmop-2-¢propdennn)sranaMnHa
(369b).

Peaxuus (R)-2-amuHO-2-(3-x710p-2-propdenmn)stanona (369a) (340 mr, 1,793 mmons ¢ TBDMS-CI (324
Mr, 2,152 MMOITB) IO METOJIUKE, IPUBEACHHON [t cTaguu 1 cxembl 328, nana mociie 00pabOTKH peakIMOHHON
cmecu (R)-2-(TpeT-OyTHiiauMeTIIICHIIITIOKCH )- 1 -(3-x10p-2-dTopdhennn)stanamun (369b) (606 mr) B Bume Oe-
JIOTO TBEPAOTO BEIIECTBA, KOTOPOE UCIIONB30BAIN B TAKOM BHJIE Ha CIIEAYIOIICH CTa I,

MC (ES+): 304,2 u 306,3 (M+1).

Cramuss  2: monydenue (R)-N-(2-(TpeT-OyTHIIUMETHICHITHIOKCH)- 1 -(3-X110p-2-PTOpdHEHMIT)ITIII)-2 -
xyopameramua (369c).

Peakmmst  (R)-2-(TpeT-OyTHnauMeTHICHIHIOKCH)- | -(3-xmop-2-propdenmn)stanamuaa  (369b) (590 wr,
1,942 mmons) ¢ 2-xnopaneTmixiopuaoM (35a) (0,237 mi, 2,91 MMOJIB) IO METOAMKE, IPUBEICHHON IS CTaIUU
2 cxembl 328, nama mocie oOpaborku peaknuoHHoW cMmecH (R)-N-(2-(Tper-OyTmimumerricuianiokcn)-1-(3-
xJop-2-¢proppenmn)atmin)-2-xnopaneramuy (369c) (495 mr, 74% 3a nBe craanum) B BUAE OECIBETHOH CMOJIBI;

'H SIMP (300 MTI'i, IMCO-de) & 8,72 (, J=7,9 ', 1H), 7,50 (tx, J=7,6, 1,7 T'u, 1H), 7,42-7,34 (m, 1H),
7,23 (T, J=7,9 I'n, 1H), 5,18 (x, J=6,9 'y, 1H), 4,12 (c, 2H), 3,85-3,65 (M, 2H), 0,77 (c, 9H), -0,06 (c, 3H), -0,09
(c, 3H);

PF SIMP (282 MI'y, AIMCO-de) & -121,13, -121,14;

MC (ES+): 402,2 (M+Na).

Cramus 3: nomydenue N-((R)-2-(tper-Oytmnaumernncunmiokcen)-1-(3-xmop-2-propdenmn)atmn)-2-((R)-
1-(TpeT-0y THIIINMETHIICHITIIIOKCH ) TIpOTIaH-2 -iiIaMiHO )arieTamuaa (369d).

Peaxrmmst (R)-N-(2-(TpeT-0y THIIUMETHIICHIWIOKCH )- 1 -(3-X1op-2-hTopdheHnn)aThin)-2-xIopamneTaMuaa
(369c¢) (480 mr, 1,262 mmomb) ¢ (R)-1-(TpeT-OyTHIIIUMETHIICHITHIIOKCH )Tportan-2-aMuHOoM (314f) (311 mr, 1,641
MMOJIb) TI0O METOJIMKE, TIPUBEACHHON s cTanuu 3 cxembl 328, mana mocie o0paboTKH PeakIMOHHON CMeCH U
OYHCTKH KOJIOHOYHOU (pimdrI-xpomaTtorpaduei [cuaukarenb, dIIOUPYsT cMech rekcanoB/sTunareTar (ot 1:0 mo
2:1)] N-((R)-2-(TpeT-0yTHnauMe THICHIUIOKCH)- 1 -(3-xmop-2-hropdennn)atnn)-2-((R)-1-(TpeT-
OYTHIIAMMETHIICUITMIIOKCH )ITpomaH-2-miaMuHo Jarieramun (369d) (376 mr, 56%) B BHIE KEITOTO Macha;

'H SIMP (300 MI'n, IMCO-dg) & 8,36 (1, J=8,4 ', 1H), 7,56-7,42 (m, 1H), 7,33 (r, J=6,8 ', 1H), 7,19
(1, J=7,8 T'u, 1H), 5,27-5,13 (m, 1H), 3,77 (1, J=5,5 T'n, 2H), 3,52-3,34 (M, 2H), 3,18 (c, 2H), 2,69-2,55 (M, 1H),
0,94 (n, J=6,3 I'n, 3H), 0,86 (c, 9H), 0,78 (¢, 9H), 0,03 (c, 3H), 0,02 (c, 3H), -0,08 (c, 3H), -0,11 (c, 3H);

PF SIMP (282 MI'n, JIMCO-dg) & -121,43;

MC (ES+): 533,4 n 535,4 (M+Na).

Cramus 4: nomydenue Tper-OyTmi-1-((R)-10-((R)-1-(Tper-0y THIANME THIICHITUIIOKCH )ITpoTIaH-2-1)-6-(3-
xyop-2-proppennn)-2,2,3,3-rerpameTrin-8, 1 1 -quokco-4-okca-7,10-1naza-3-cunagonexan- 1 2-ui)-3-kapbamons-
1H-unna3on-5-nnkapbamara (369e).

Peaxmmst 2-(5-(TpeT-0yTOoKcHKapOOHUIAMHUHO)-3-kapoamowi- 1 H-uana3ou-1-un)ykcycHoi kuciotsl (345¢)
(150 mr, 0,449 mmoinb) ¢ N-((R)-2-(TpeT-0OyTHIAMME TUICHIUIOKCH)- | -(3-x1op-2-propdenmn)atun)-2-((R)-1-
(TpeT-OyTHIIIUMETHIICHITFITOKCH )TIpOTIaH-2-uiaMuHo )arieTamunoM (369d) (299 mr, 0,561 MMOIIb) IO METOTUKE,
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NPUBEJICHHON JUIA CTQAMU 3 CXeMBl 2, naja mociie 00pabOTKH peakIMOHHOW CMECH M OYHCTKH KOJIOHOYHOM
¢m-xpomaTorpadueii [cunukarens, amonpys auxiaopMeran/meranon (ot 1:0 go 19:1)] tper-6yTui-1-((R)-10-
((R)-1-(TpeT-0y THIIMME THIICHITMIIOKCH ) ITpoTiaH-2-1)-6-(3-xmop-2-proppennn)-2,2,3,3-rerpametrn-8,1 1 -
nokco-4-okca-7,10-auaza-3-cunagonekan- 1 2-mm)-3-kapobamoni- | H-uanazon-5-unkapbamar (369¢) (342 wr,
BbIX0a 90%) B BHJIe 6€TI0T0 TBEPJOTO BEIIECTBA C METAJUNIMIECKUM OTTEHKOM;

MC (ES+): 849,5 (M+1).

Cramuss  5: monmydenue  S-amunuo-1-(2-((2-((R)-1-(3-xm0p-2-dTopdhenun)-2-ruipOKCUITHIAMHUHO )-2 -
okco3Trn)((R)-1-ruapokcuripormnan-2-mia)aMuHO )-2-0kcod T )- | H-urnazon-3-kapookcamunaa (369f).

Peaxius TpeT-0yTHi-1-((R)-10-((R)-1-(TpeT-0y THIIMME THICHIMIIOKCH ) IpOTIaH-2-11)-6-(3-X10p-2-
dbropdpennn)-2,2,3,3-retpametn-8, 1 1 -auokco-4-okca-7,10-1ua3a-3-cunanonekas- 1 2-mm)-3-kapoamor- 1 H-
uHaa3zon-5-unkapdamara (369¢) (300 mr, 0,353 mmons) ¢ koun. HCI (1,177 mi, 14,12 MMOITB) IO METOAMKE,
NpUBEJICHHON 11 cTagun 4 cxembl 360, nana mociie 0OpabOTKH PeaKMOHHOW CMECH M OYMCTKH OOpaIieHHo-
(hazHOI KOIOHOYHOI Xpomarorpadueit, amoupyst Boaa (0,1% HCl)/anetonurpun (ot 1:0 mo 1:1), S-amuno-1-(2-
((2-((R)-1~(3-xs10p-2-¢hTOpheHw)-2 -THAPOKCHITHIAMHUHO ) -2 -0kcodTH )((R)- 1 -ruapoxcunponan-2-1uia)aMHIHO )-
2-oxcoatnn)- 1 H-uana3on-3-xkap6oxcamus (369f) (9 mr, Berxon 5%) B Buae 6eroro TBEpIOTo BEMIECTBA C METal-
JIMYECKUM OTTEHKOM;

'H SIMP (300 MTI'u, IMCO-dg) (cMech ABYX POTAIHMOHHBIX H30MepoB) & 9,02 (1, J=7,9 Tum) u 8,59 (x,
J=7,8 T'm) (2, 1H), 8,02 (¢, 1H), 7,78 (¢, 1H), 7,61-6,98 (m, 6H), 5,70-5,33 (M, 2H), 5,30-4,97 (M, 1H), 4,50-
3,73 (m, 3H), 3,63 (n, J=6,4 I'm) u 3,53 (1, J=6,1 I'nm) (2, 2H), 1,14 (x, J=6,4 I'm) 1 0,99 (x, J=6,9 I'm) (2x, 3H);

PF SIMP (282 MI', IMCO-de) & -121,61, -121,76;

MC (ES+): 543,2 u 545,3 (M+Na); MC (ES-): 555,3 u 557,1 (M+Cl).

ITpumep 370.

3nauenne [Cs, coequHeHus (T.€. KOHIICHTPAIUS COeAUHEHM, KoTopast mHruoupyer 50% hepMmeHTaTHBHON
AKTHBHOCTH) PacCUNTHIBAIM IO METOAy, npuBeaeHHoMY B nareHre CIIA 6653340 B1, nanpumep, koioHka 74
(BKIJIFOYEHHOM TOCPEACTBOM CCBUIKH).

KonkpetHo, coequnenus pactBopsuiu B ucxognoM pactsope JJMCO npu 10,0 unu 100 MM. YacTs naHHO-
T'O UCXOJHOTO PacTBopa NpHOaBIsuM K aHanu3y Oydepa B koHeuHoM oObeme 50 Mxi. KoHTponb BKIFOYas TOJb-
KO Oydep 1 pepMeHTHBIE pacTBOPHI, K KOTOpbIM todasmimn JJMCO.

CyOcTpaT mprubaBwIM B peaKIIMOHHBIC JTYHKaM Cpa3y WM IMOC)Ie MHKYyOaluy pyu KOMHATHOH TeMIiepaTy-
pe. CKOpOCTH peakiuu M3MEPSUIH CIEKTPO(GOTOMETPUIECKH IMyTeM TeHepHUpoBaHHs MpoaykTta mpu 405 HM B
teuenne 200 c¢. U3smepenune ¢poroBOI abcopOitnu ipu 690 HM U3MEPSITN B BBIYUTAIN U3 ONTHYECKON IIIOTHOCTH
mpu 405 HM 1715 KaXIOH JIYHKH.

CKOpOCTh pPeakIuy TOJILKO JJIs (PepMEHTa CPaBHUBAIU CO CKOPOCTHIO (pepMeHTa B MPHUCYTCTBUH WHTHOU-
TOpa M MPOIIEHTHOE HHrHONPOBaHIE PACCUUTHIBAJIM, KaK MTOKA3aHO HIKE:

Ipouent uarndouposanus=[Crkopocts 0e3 HHrHOUTOpa - CKOPOCTh ¢ mHrHOUTOpOoM)/(CropocTs 0e3
uHTHONTOpa)]* 100

DCTEepONNTHYECKOE UCCIIEI0BaHNE.

®axtopa D.

Bbu1 Mcnoap30BaH M3BECTHBIN ACTEPOIMTUUCCKUN aHAIM3 JUIsl U3MEPEHUs akTUBHOCTH (hakTopa D u uHrn-
6upoBanuns aktuBHoctH (aktopa D (Kam, C. M.; McRae, B. J.; Harper, J. W.; Niemann, M. A.; Volanakis, J.
E.; Powers, J. C. Human complement proteins D, C2, and B Active site mapping with peptide thioester sub-
strates. J Biol. Chem. 1987, 262, 3444-3451). [Ina mannoro uccienoBanus Z-Lys-SBzl, 1,29 MM (Kim, S.; Na-
rayana, S. V. L; Volanakis, J. E. Mutational analysis of the substrate binding site of human complement Factor
D. Biochemistry. 1994, 33, 14393-14399.) ucnonp3oBaiii B KadecTBe cyOcTtpata mns ¢akropa D (104 MM).
T'maponus ganHOoTO coenuHeHus pakTopoMm D BBICBOOOXKAAET CBOOOAHYIO CYIb(OTHAPHIBHYIO TPYIITY, KOTOpas
3aTeM IOABEPracTCs B3aUMOJACHCTBHIO ¢ 5,5'-muTHOONC(2-HUTPOOCH30MHYIO KHCIIOTY), MPOU3BOIS WHTCHCHB-
HeIid sxenThiid 1BeT (Habeeb, A. F. S. A. Reaction of protein sulthydryl groups with Ellman's Reagent. Methods
in Enzymol. 1976, 25, 457-464.). NccnenoBanus npoBoaAwIn B 96-IyHOYHBIX IUIAHIIETaX IS MUKPOTHTPOBA-
HUS, U CKOPOCTH THIpOJM3a KOHTpoiaupoBanyu npu 405 um Ha mianmete Biotek Synergy H1. Ckopocts Tuapo-
nmm3a coobmanyu kak namenenne mOD/mun. UcenenoBanne nposoauiau B 100 MM HEPES, 500 MM NaCl, pH
7,5, comepxkameM 10% IMCO, B koHeuHOM 00BeMe S0 MKII Ha JTYHKY.

ICsy mpencraBnser coOol KOHLEHTPALMIO COENUHEHMs, KoTopas nHruoupyer 50% QepmeHTaTHBHON ax-
tuBHOCTH. CoOeIMHEHMsI B NMpHMeEpax IPOBEPsUINCh MUHMMYM TpH pasza. B mpuBeneHHOW Hibke Tabnuie Tpu
CHUMBOJIA TUTIOC (+++) UCTIONB3YIOTCS AJIsT 0003HAUEHUS coennHeHui co 3HaueHneM [Csy MmeHee ueMm 1 MUKpoMo-
JISIpHAST; TBa CHMBOJIA TITIOC (++) 0003Ha"ar0T coearHeHus co 3HaueHneM 1Csy Mexay 1 u 10 MukpomospHas; u
OJIMH CUMBOII TUTIOC (1) 0003HadaeT coennHeHus co 3HadeHnueM [Csq Oostee uem 10 MUKpOMOJISIpHAS.
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Wzmepennsie 3nauenus Ki (ICsy) mis coennnenuii

CoemmHeHN

o ICso Coenuuenne | ICg, CoemmHeHMne ICso
2f ++ 19d +++ 36b +++
3d + 20d + 37b +++
4d + 21d + 38b +++
5d ++ 22d + 39f +
6d + 23b + 40b ++
7d +++ 24b ++ 41b +4+
8d ++ 25a +++ 42b +++
9e ++ 26d ++ 43g +
10c +++ 27d ++ 44f ++
11b +++ 28c¢c +++ 45f ++
12d + 29b ++ 46b +
13d + 30b ++ 47d +
14d + 31d ++ 48b +++
15d + 32b + 49b .
led ++ 33b +++ 142f +
17a +++ 34d + 50d +
18d + 35d o 51b o+
52b + 68a ++ 83d +
53b +++ 69d +++ 84e +
54b ++ 70b +++ 85b ++
55a ++ 81lb +++ 86d +
56d ++ 72b +++ 87a +
57d + 73b +++ 88b +
58b +++ 74b ++ 89c ++
59d +++ 75b + 90d +++
60a ++ 76b ++ 9la ++
61b +++ 77b ++ 92a ++
62b +++ 78a + 93b +
63a ++ 79a 4+ 94b +
431 + 80b +++ 95b +++
64b +++ 143e + 96a ++
65a ++ 149f + 97c +++
66d + 81lb +++ 98b +++
67a + 82e + 99e +++
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100a ++4+ 117e ++4+ 132g +++
10la +++ 118b +4+ 133c .
102b ++ 119> ++ 134a +++
103a +++ 120b +++ 135a +++
104b ++4+ 121b ++4+ 136a +++
105a e+t 122b e+ 137e o+
106a +++ 123b ++ 138a ++
107¢c +++ 189%a +++ 139d ++
108a +++ 190a +++ 140a ++
10%a +++ 124e ++ l4lc +++
110b +++ 125a ++ 144a +
11la +++ 126a ++ 145b +++
112a +++ 127a ++ 146b +
113b +++ 128c ++4+ 147b +++
114a +++ 12%e +4+ 148a .
115d e+t 130a e+t 150a o+
1llea +++ 13la +++ 151a +++
152b +++ 214e +++ 183a +++
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154d +++ 168b ++ 184b +4+
155d +++ 169c +++ 185b +++
156f +++ 170b +++ 186b +++
157c +++ 171b +++ 187¢c 4+
153a +++ 172b +++ 2001 ++
151a +++ 158a +++ 191a +4++
160a +++ 173b +++ 192a +++
lélc +++ 174a +++ 193a 4+
129 +++ 175a +++ 194a +++
129c ++ 176a ++ 195b +++
l64a +++ 177a +++ 196a +++
162a +++ 178a +++ 197a ++
163a +++ 179c +++ 201d ++
165c +++ 180a +++ 202e +4++
166a +++ 181b + 203c ++
167b + 182a +++ 204a ++
Coemunenue | ICso Coemmuenne | ICso Coemmuenne ICso
205a ++ 222b +++ 228a ++
229c +++ 223c +++ 231b +
206d +++ 224a +++ 199%a +
2079 +++ 225a +++ 241a +++
209b +++ 226a +++ 242a +++
210b +++ 227a +++ 239 +++
211la +++ 230c +++ 240f +++
212a +++ 231le +++ 243f +++
213a +++ 232c +++ 244c +++
215a +++ 233a +++ 245a +++
217b +++ 234b +++ 246a +++
218a +++ 235b +++ 247a 4
219 +++ 236b +++ 248a +++
208a +++ 237a +++ 249a +++
220a +++ 238a +++ 250a +++
221a +++ 161lb ++ 252a +
216a ++ 198a +++ 251a +++
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Coemuuenme | ICso CoemmHeHUE ICso CoemmHeHue ICso
253a +++ 272a +++ 278a +++
254d +++ 273a +++ 285a ++
255b +4++ 267c +4++ 279%a +++
256a +++ 268c +++ 280b +++
257a +++ 269a +++ 281c +++
258a +++ 270a +++ 289%a ++
259%a +++ 271a +++ 290a +++
264b ++ 274a +++ 291h +++
260a +++ 275a +++ 284g +
26la +++ 276a +++ 292d +++
262a +++ 282e +++ 294a +++
263a +++ 283a +++ 293a +++
188a +++ 286a +++ 282d +++
265a +++ 287a +++ 295e +++
266a +++ 288a i+t

254a +++ 277a +++

254b + 2841 +++

Coemuuenne | ICso CoemmHeHNe ICso CoemHeHMUE ICso
296f +++ 313a +++ 328g +++
297a + 3141 +++ 329f +++
298b +++ 315a +++ 330b +++
299a +++ 316f +++ 331b +++
300a +++ 317a +++ 332c ++
301h +++ 318b +++ 333a +++
302d +++ 319%a +++ 334a +++
303a +++ 320a +++ 335b +++
304a +++ 321la +++ 336e +++
305a +++ 322b +++ 337d +++
306a ++ 323a +++ 338c +++
307a +++ 324b +++ 339d ++
308e +++ 325b +++ 340c +++
309a +++ 267d +++ 341la +++
310a +++ 326b ++ 3424 +++
31lla +++ 327a +++ 343b +++
312a +++ 328f +++ 344e +++
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CoemmHeHMe | ICso CoemmHeHMe | ICso
345e +4+ 362a E
346d +++ 363d +++
347b +++ 364b ++
348b et 365b et
349d +++ 322a +++
350c +++ 366f +4+4+
351b +++ 367g ++
352b +++ 368a +++
353b +++ 369f ++
354b +++

355f +++

356c¢ +++

357a +++

358f ++

359f +

360d ++

361lh +++

BxiioueHHe MocpeacTBOM CChLIKH

Bce matentsr CIIA, a takke CIIIA u PCT ony6iukoBaHHBIC 3asSBKH Ha MMATEHT, IPUBEACHHBIC B JAHHOM

JIOKYMCHTE, BKJIFOUCHBI B TAHHOE OMHCAHUE MIOCPEACTBOM CCBHUIKH.
JKBHUBAJIEHTbI

Brrreyka3aHHOe THCEMEHHOE OTIMCAHUE CUMUTACTCS JOCTATOYHBIM, YTOOBI 00ECIICYUTh BO3MOXKHOCTD CIIe-
UATUCTY B JAHHOW 00JIACTU TEXHUKHU MPAKTUKOBATh JaHHOE M300peTeHue. JJaHHOe n300peTeHe He OrpaHuyH-
BaeTcs B 00BbEME MPEUIOKECHHBIMH MPHUMEPaMHU, TTOCKOIBKY MPUMEPHI IPEIHA3HAYCHBI B KAUYCCTBE CAMHCTBCH-
HOW WJUTIOCTPAIIUH OJTHOTO aCHEeKTa U300PETeHHS, a NpYyrue PYHKIMOHAIFHO SKBUBAJIICHTHBIC BAPUAHTHI Peau-
3aIy HaXxOJAATCS B Tpefienax oobemMa n3o0petenus. PasHooOpasHbie MOAU(UKAITUN H300PETCHHS B TOTIOTHEHHE
K NTOKAa3aHHBIM W OMTUCAHHBIM B JaHHOM JOKYMEHTE OyIyT OYeBHIHBI CIICIHAIHNCTAM B JAHHOW 00JIaCTH TEXHUKH
W3 BBHIICIPHUBEACHHOTO OMUCAHUS U MOAIANAI0T o 00bheM mpriaraeMoii hopmyisl n3odperenus. Ipenmyre-
CTBa M OOBEKTH H300pETEHUS HE 00s3aTSIbHO OXBATHIBAIOTCS KAK/IBIM BApHAHTOM PealTU3aluy U300pETeHMS.

DOOPMYVYIJIA N30BPETEHUA

1. Coenunenue Gopmysl (I) umu ero hapManeBTHYSCKH IpHEMIIeMas COJb

Y
U

N R?

XJJ\N% \Y/

R" O (1) ;

/i€ He3aBUCUMO JJIS1 KaXKAOTO Ciiydast

R' mpencrapnser co6oii (Co-Co)apii WM reTepoapuil, 3aMelleH bl 1-3 3aMeCTHTENIMH, HE3aBUCHMO
BBIOPaHHBIMU W3 TPYIIBI, cocTosimel u3 ramorena, (C;-Cjg)amkokcn, (Ci-C;y)ranmorenankokcu, (C,-C;j)amkuia,
(Cy-Cygp)ankenmna, mu((C;-C;()aTKniT)aMIHO U TeTEPOIMKIOATKIIA;

R’wu R3, KXl He3aBUCUMO, TIpeacTaBisiioT coboit H, F, (Ci-Cjg)anku, (C-C;q)ankokcu(C;-C,q)amku,
(Cy-Cjg)ranorenankui, (C,-Co)runpoxcuankmi, ((C;-Cq)amkuntio)(C;-Co)ankmi, (C;-C;)IUKIOANKIIT HIH
((C5-Cy)muxnoankun )(C,-C)ankur;

wm R* u R’ B3saTele BMecTe ¢ aTOMOM YIiepoia, ¢ KOTOPBIM OHH CBS3aHBL, 006pasyior (Cs-
C;)IUKI0AIKHIBHOE KOJIBIIO;

R* npexacrasusieT cooorr H wm HeoOs3arensHOo 3amemnieHHBINH (Ci-Co)ankmi, (Cs-C;)muknoankui, ((Cs-
C,)uuknoankun)(C,-Cyg)amkmi, rerepormkinoankui, (rereporukinoankun)(C-Cg)ankmi, (Ce-Cio)apmn(Ci-
Cy)ankmn, rerepoapui(Ci-Cg)amkmi, (C;-C;q)ruapokcuankmi win (C;-C;)rajJoreHanku, riae Heo0s3aTeaIbHbIe
3amecruremd B R BBIOMPAIOT W3 TPYMIBI, cocTosimedl u3 ruapokcu, -NH,, ramorena, -CN, (C;-C;j)amkuna,
-C(O)NH,, -COy((C4-Cjp)ankmna), -SO,((C;-Cip)ankuna), -NHCO,((C;-C,p)ankmna), (C;-C;¢)ankoxcu u (C;-
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C1o)THIPOKCHATKIIIA;

X mpexacrasisiet coboit NH i CH,;

Y otcyrerByer mmm mpencraBisier co6oit CR'PR'® mwmn (Cg-Co)apueH, HeoGs3aTeNbHO 3aMEIICHHBIH Ta-
JIOTEHOM;

R® nmpeacrasnser coboit H;

m paBHO | win 2;

n paBHo 1;

RP npeacrasisieT coboii H;

R'® BeiGuparor u3 rpymmsr, coctosmeit u3 H, (C,-Cjo)amkuma u (C;-Cjo)ruapokcuankuna, rae (C-
C1)asIKui Heo0s3aTENEHO 3aMeIICH -NR'R'®;

R u R'®, kaxpIit He3aBHCHMO, npeactaBisioT coboit (C;-Cyg)ankmw;

ZS
\
N
Z\z7 z
IpecTaBiIsAeT coboi < o ;

Z'n Z3, KaXXJIbIil HE3aBUCHMO, MIPECTABISIOT co00it C mmm N;

7’ npenctapiseT coboit N, CH wiu CF;

VA npeacTaBiseT coboi N miu CRB;

73 npeacTaBiseT coboi N miu CRS;

75 npeacTaBiseT coboi N miu CR(’;

7’ npeacTaBisieT coboi N wim CR9;

VAR Zg, KaKJIBI HE3aBHCUMO, TPEACTABIIOT co00# N niu CR”;

R’u R6, KaKIBIH HE3aBUCHUMO, MPeNCTaBILIIOT coboit H, ramoren, -CN, -NO,, —OR13, -NRBRM, -C(O)RB,
-C(0)OR", -C(O)NR"R", -NR"C(O)R", -NR"C(0)OR", -NR"*C(O)NR"R", -NR"*S(0),(R"*) nm neoGs3a-
TeJHHO 3aMeeHHBINH ofHuM Win Oodee 3amecTutensaMu (C-Cg)amkmi, (C,-Cig)amkenn, (C,-Cq)ankuam, (C;-
Cpyramorenankun, (Cq-Cig)apmn(Ci-Cjp)ankwmn, rerepoapmin(C,-Cjo)ankmn, rterepoapui, (Ce-Cigp)apun, (Cs-
Couuxnoankui, ((C;-Co)uuknoankun)(C-Cg)ankuia, TreTepouuKiIoalkun uin  (rerepouukiaoankui)(Ci-
Cjo)ankmi, rue

HeoOs3aTeNbHEIE 3aMecTHTeNH B R 1 R° BBEIOMPAIOT U3 TPYIIIBI, COCTOSIICH U3 THIPOKCH, TaJIOTeHa, CHITU-
na, rerepoapmia, (Ci-Cjg)amkmna, (C¢-Cig)apmwra, C(O)((Ci-Cip)ankuna), mu((C;-C;g)ankui)aMHHO U TeTepo-
UKJIOANIKIIIA, HeoOs3aTeabHO 3amMeneHHOTo (C-Cyg)ankummom;

L npencrasiser coboii -H, -CN, -C(O)R’, -CH(OH)R” nnu -S(0),((Cy-Cyp)ankumn);

R, HE3aBHCHMO IS KaXKIOTO ciydasi, npeacrapiseT coboit NH,, CH; nnu CF;;

R®u Rg, KKl HE3aBUCUMO, TIPEICTABISIOT coboit H, ramorew, -OR" R -NR13R14, -C(O)R13 R -C(O)ORB,
-C(O)NR"R", -NR"”C(O)R", -NR"C(0)OR", -NR"”C(O)NR"’R"* wom -NR"S(0),(R'*);

RB u RM, HE3aBUCHMO ISl KOKIOTO CITydas, MPeacTaBisaioT coboit H wim HeoOs3aTenbHO 3aMeIeHHbIH
(Cy-Cp)ankmi, (C,-Cjg)ankenm, (C,-Cio)ankunami, (Ce-Co)apui, (Cs-Cio)apmn(C,-Cig)ankumi, reTepoapu, re-
tepoapmit(C,-Cg)ankwmn, (C;-Co)uukmoanku, ((Cs-C;)uukmoankwn)(C;-Cg)alkui, TeTepOouKIOaTKuI Wi (re-
tepormkioankun)(C;-Ciq)ankmi, rae HeoOs3aTeIbHbIC 3aMECTUTEITH B R®uR"™ BBIOMPAIOT U3 TPYIIEI, COCTOSI-
med w3 ramoreHa, (C;-Cip)ankmma, -NH,, -CN, (C;-C;)uuknoankmna, (C;-Cjo)ranorenankmna, (C;-
Cyp)ankokcu(C;-Cyg)ankmia, -NHCO,((C;-Cg)ankxuna) u qu((C;-C;()ankui)aMuHo;

i, xorqa R u R™ MIPUCOCTUHCHBI K OJJHOMY U TOMY XK€ aToMY, R" u R', B3sTbie BMecTe ¢ naHHBIM
aTOMOM, MOTYT 00pa30BEIBATh T€TEPOIMKINICCKOE KOJIBIO, HEOOS3aTEeIbHO 3aMEIICHHOE OJHUM WM HECKOJb-
KAMH 3aMECTHTENSIMU, HE3aBUCHUMO BbIOpaHHBIMH m3 TanoreHa, (C;-Cjp)ankmma, -NH,, (Cs;-C;)umknoankuia,
(Cy-Cjg)ranorenankuna, (C;-C,o)amxoxcu(C;-Cg)amkuna, (Cq-C;o)apun(C;-C p)amkuna, HeoOA3aTeIHHO 3aMe-
mennoro rajmoreHoM, U -NHCO,((C,-C,q)ankuna);

R" npeacrasisieT coboii H;

J mpencraBnset coboii H wim NH,; u

p pasHo 0, 1 umm 2;

MpUYeM, €Cliu VA mpencTaBiseT cobort N mimm ecnu npencTaBisier coboit + torga X
npencraniseT coooit CHy;

rae 'rerepoapun’ TMpencTaBiIsSeT COO0OW MOHOIMKINYIECKYIO, OMIMKINYISCKYIO WIJIH TTOJHIUKINICCKYIO
apoMaTHYECKyI0 TPYIITy, UMEIOMYIO B CyMMe OT 3 10 12 aTomoB, BKJIIOUask OJIMH MU O0Jiee TeTepoaToMOB, BhI-
OpaHHBIX U3 TpyNIbI, cocTosimel u3 N, O u S;

"reTepoIMKIMIeCKAi" WM "TeTEPOIUKIOATKII" TIPEACTABIIeT COO0M HEapOMaTHUECKYIO ITUKIHIECKYIO
KOJIBIICBYIO CHCTEMY, UMCIOIIYI0 B cyMMe OT 3 10 12 aTOMOB, BKIIFOYasi OJWH WM OOJiee TeTepOaToMOB, BbI-
OpaHHBIX U3 rpymIsl, cocrosmei n3 N, O u S;

"amuHO" mpencTaBisiet coboit -NH,; u
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"cumn" npencrasiseT co6oit -Si((Cy-Cjg)ankumn);.

2. Coenuuenne 1o m.1, rae R' npeacraBmser coGoit (Cq-Co)apin MIH reTepoapyi, 3aMelIeHHbIH OTHIM
nm 0oJiee 3aMECTUTEIISIMH, TI0 MEHBIIIEH Mepe OJIMH U3 KOTOPBIX MPEICTaBIIsIeT COO0H TajoreH.

3. Coeaunenne 110 1.1 w2, Tie Y OTCYTCTBYET.

4. Coemunenwe 1o 1.1 wiu 2, tie Y npeactasiser codoit CH,.

5. Coengunenue 110 1.1 wimu 2, e Y mpeacTaBiseT co0oi CRPR',

6. CoemmHenne o mo6omy u3 . 1-5, e R? npeacrasmsier coGoit H; u R mpencrasmser co6oit H mmm
(C4-Cp)ankmi, (C;-Cp)ankokcu(C,-Cg)ankun, (Ci-C;o)ruaporcuankmi, ((C,-C;q)amxunruo)(C;-C,o)amkum, (Cs-
C,)uuknoankun wih ((C;-C;)uukmoankumn)(Ci-Cg)amku.

7. Coenuuenne 1o mobomy u3 mi. 1-5, e R* u R’ 06a npeacrasmsior coboii H.

8. Coemuuenne 1o moGomy u3 mi.1-7, rae R* mpeacrasmser co6oit H min Heo6Gs3aTeIbHO 3aMEICHHBIH
(C1-Cyp)ankmn, (C;-Cq)muknoankmi, ((Cz;-Cy)muknoankun)(C;-Cyg)ankmi, rerepouukinoankui, (Ce-Co)apmn(Ci-
Cyp)ankmn, (C-Cjg)ruapokcuankmn win (Ci-Cjg)raroreHankmwr;, rae HeoOs3aTeIbHbIC 3aMECTUTEITH BBIOUPAIOT
W3 TPYIIIEL, cocTosmIed u3 ruapokcH, -NH,, ramorena, -CN, (C;-Cp)ankuna, -C(O)NH,, -CO,((C;-C;)ankmna),
-SO,((C-Cjp)ankmma), -NHCO,((C,-Cp)ankuna), (C,-C;q)ankokcu u (C;-C;o)ruapoKcHankuia.

9. Coemunenwne 1o Jobomy m3 mm.1-8, rme R* npeacTaBiseT coboil H mim HeoOs3aTeNbHO 3aMeneHHBIN
(C4-Cp)ankmn mmm (Cs-C;)IMKIOANKIT, T€ HeoOsI3aTeIbHbIE 3aMECTUTENN BRIOUPAIOT W3 TPYIIIbI, COCTOSIICH
n3 ruapokcH, -NH,, ramorena, -CN, (C,-C,g)ankuna, -C(O)NH,, -CO,((C;-C,g)anmkuna), -SO,((C,-C,¢)ankunna),
-NHCO,((C,-C,p)ankuna), (C;-C,q)ankokcu u (C;-C,o)ruapokcuaakuia.

10. Coenunenne mo moGomy u3 mir.1-7, rae R* mpencraBimser coGoii Heobs3aTenbHO 3aMereHHb (C)-
Cyg)ankm, (C5-C;)uuKIoaKui, ((C3-Cy)murnoankmn)(C;-Cy)ankm, TeTePOLMKIOATKHUIL,
(rerepoumknoankmn)(C;-C,g)ankui, (C6-Cyp)apun(C,-Cyg)amku, rerepoapmi(Ci-Cg)anmKku, (Cs-
Cio)rumpokcnankmi umn (Ci-C)raloreHanku, rie Heobs3aTenbHbIe 3aMecTuTen B R BRIOHpAIOT U3 rpymmsL,
cocrosimiei u3 ruapokcu, -NH,, ranorena, -CN, (C;-Cjg)ankmna, -C(O)NH,, -CO,((C;-C;g)ankuna), -SO,((C;-
Cyp)ankmna), -NHCO,((C;-C,p)ankmna), (C;-C;q)ankokcu u (C;-Cio)rHIpOKCHATKIIIA.

11. Coenunenue o aro6omMy u3 mir. 1-10, rae m pasHo 1.

3
AT
Y
A4
12. Coenunenue o grobomy u3 mm.1-11, roe IpescTaBisieT co0on -
R® L
N7

Q7
13. Coenunenue o aro6oMy u3 mm. 1-12, rae MIpeACTaBIsAET COO0M v

14. Coenuuenne 1o mobomy u3 . 1-13, rae L npeacrasmsier co6oit -C(O)R’.
15. Coenunenue o gro6omy u3 ni. 1-12, nmeroniee cTpykTypy dpopmyist (1a)

R7
o
~
74 T ? RIRS H
: N\)J\ N R
40 w)ﬂr -
677
z R* O (Ia) .

16. Coenunenue 1o JrodoMy u3 mi. 1-12, nmetomee cTpykTypy hopmyssl (Ib)

R7
o
~ (0] 2 3
” RER®
/ N N. _R'
O~
\
26-7 R* O (Ib) .
17. Coenunenue 1o gro6omy u3 . 1-12, nmeroniee cTpykTypy dpopmyist (Ic)
R7
O§<
N (o] 2 3
2 N H s
25 x ’I‘ \Y/
677
285-2Z R4 o (Ic) .

18. Coenunenue mo aro6omy u3 mit.1-12, nmeroniee cTpykTypy dhopmyis (Id)
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R7
O§<
N\N o 2 o3
R R
AN
— 7
28-Z R* O (1d)

19. Coenunenne mo 11.17 wiu 18, rae X npencrasisier co6oit NH.

20. Coenuuenye no moboMy u3 1m.15-19, rae Z* npexncrasnser coboit CR®; Z° npencrasnser co6oit CR’;
Z° mpencrasnser coboit CR® u Z' npencrasmser codoit CR’.

21. Coeaunenwue mo Jrodomy u3 mit. 15-20, rae Z'n Z7, KaXIbIi, IpeacTaBisroT coboir CH.

22. Coenunenue 1o Jobomy u3 m.15-21, rme 7> TpeacTaBiseT coboit CRS; u Z° MpecTaBIseT co0oit
CRG; u R’ u R6, KKl HE3aBUCUMO, TPEACTaBIsA0T cobol H, ramorew, —NR13R14, —C(O)R13, -C(O)ORB,
-C(O)NHR', -NHC(O)NR"R', -NHS(0)(R'), mrmu Heobssarensho 3amemennsiii (C,-Cjo)amkmn, (Cp-
C,p)ankennn, (C,-Cig)anxunmn, rerepoapmi win (Cg-Cio)apui; Tie HeoOs3aTebHbIe 3aMECTUTEN BRIOUPAIOT U3
TPYIIIBI, COCTOSIIECH W3 THIPOKCH, Tajiorena, cuimia, rerepoapuia, (C;-Cg)ankuna, (Cs-Cg)apuna, C(O)((C;-
Cyp)ankmna), mu((C;-C;()amKun)aMIHO U TeTEPOIMKIOATKIIIA, Heo0s3aTenbHo 3aMerieHHoro (C;-Cyg)amkuiom.

23. Coenuuenue 1o 1m.22, rae R’u R(’, KaXIbIH He3aBUCUMO, MpencTaBisioT codorr H wmu (C;-Cig)ankm,
(Cy-Cyp)ankennn, (C,-Cig)ankunmn, rerepoapmt win (Cg-Cig)apmin, HEOOS3aTEIPHO 3aMEIICHHBIN OTHUM WA
Ooree 3aMecTHTENsIMH, BHIOpaHHBIMU U3 rpynmbl, coctosmed u3 (Cq-Cig)apuna, rerepoapwmna, cuiwia, (Ci-
Cyp)ankmna, qu((C;-C;g)ankmn)amuno, -C(O)((C;-C;y)ankuna) u raioreHa.

24. Coemunenne no 1m.22, rae R” u R', HesaBucumo mms kaxoro ciydas, npeactasisior co6oit H miu
HeoOs3arenpHo  3aMemieHHBIH  (Cy-Cig)apmr,  (Cy-Cig)apmin(C-Cjg)ankun, rerepoapwmi, retepoapui(C-
Cp)amxun, (Cs-C;)muxnoankun win ((Cs-Co)uuxmoankwmn)(C;-Cg)ankmi, Tae HeoOs3aTeIbHbIe 3aMECTHTEIN B
R" u R™ BBEIOMPAIOT M3 TPYMIEI, cocTosmei u3 ramorena, (C,-Cg)ankuna, -NH,, -CN, (C;-C;)uukmoankuna,
(C,-Cjg)ranorenankuina, (C;-Cg)ankokcu(C,-Cjq)ankmia, -NHCO,((C,-C,j)ankuna) u nu((C;-C,,)alKei)aMiHoO.

25. Coenuuenue 1o o6omy u3 mi.14-24, rae R’ npeacrasisier co6oit NH,.

26. CoequneHue 1o 1.1 uiu ero GapMarieBTUIeCKH MprueMiIieMast CoJib, BEIOpaHHOE U3:

[e} H le) H
N/ N N
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| H H
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28. dapmaneBTHUECKast KOMITO3UIUS, COepsKaliasi COeANHEeHne 1o roboMy u3 mi.1-27 wmm ero dapma-
LEBTHYCCKH MIPUEMIIEMYIO COJIb; U (papManeBTUUCCKU MPUEMIICMBIIl HOCHTEb.

29. Crioco0 neueHus WU TMPEOTBPAIICHUS 3a00JICBaHUS WIH MATOJOTHYSCKOTO COCTOSIHHS, XapaKTepH-
3YIONIETOCs a0ePPAHTHON aKTHBHOCTHIO CUCTEMBI KOMIUIEMCHTA, BKJIFOUAIOIINN BBEICHUE CYOBEKTY, HYKIAK0-
IeMycs B 3TOM, TepaneBTHIecKu 3()(HEKTUBHOTO KOJIMIECTBA COSAMHEHUS 110 JTFo0oMy 13 T 1-27 wim ero dap-
MalleBTUIECKHU TIPUEMIIEMON COJTH.

30. Crioco0 1o 1m.29, OTIMYaIoNUiCs TeM, YTO 3a00JIeBaHNE WM TATOJIOTHIEeCKOe COCTOSIHUE MPEICTaBIs-
€T cO00M UMMYHOJIOTHYECKOE PacCTPOHCTRO.

31. Crioco0 1o 1m.29, OTIMYaoNUiCs TeM, YTO 3a00JIeBaHNE WM TATOJIOTHIECKOe COCTOSIHUE MPEICTaBIs-
eT co0oii 3a00JIeBaHNE TIEHTPATHLHON HEPBHOW CUCTEMBI.

32. Crioco0 1o 1.29, OTIMYalonuiCs TeM, 9TO 3a00JIeBaHNE WM TATOJIOTHIECKOe COCTOSIHUE MPEICTaBIs-
eT c000i1 HelipolereHepaTUBHOE 3a00JICBaHIE WIIM HEBPOJIOTHUCCKOE 3a00ICBaHUE.

33. Cnoco0 1o 1m.29, OTIINYAONINIACS TeM, U4TO 3a00JICBAaHHE WM MMATOJIOTHYECKOE COCTOSIHUC TPEICTABISI-
€T 000 MOYCUHYO HEAOCTATOUHOCTb.

34. Cnoco0 1o 1m.29, OTINYAONIHIACS TeM, YTO 3a00JICBAaHHE WJIH MMATOJIOTHYECKOE COCTOSIHUAC TPEICTABISI-
€T co00¥i CeplIeYHO-COCYTUCTOC 3a00ICBaHHE.

35. Cnioco6 1o m.29, oTiHyaronuiicss TeM, 94To 3a00JeBaHNe WIH TATOJIOTHIEeCKOe COCTOSTHHE BHIOPAHO U3
TPYIIIBI, COCTOSIICH M3 TAPOKCU3MATLHOW HOYHOH TeMOTIIOOMHYPHHU, aTUITMYHOTO TEMOJIUTHKO-YPEMUIECKOTO
CHHApPOMA, OTTOPXKCHHWS  TpPAHCIUIAHTAaTa  OpPraHOB, MHACTCHHW, ONTHKOMHEINTa, MeMOpaHO3HO-
MPOIUQEpaTUBHOTO TIOMepyIoHedpUTa, OOJIE3HU IUIOTHOTO OCanKa, OOJIE3HW XOJIOJAOBBIX ArrjJIOTHHUHOB U
KaracTpoduaeckoro aHTH(HOCHOIUITHUIHOTO CHHAPOMA.

36. Crioco6 mo 1.29, rae 3aboneBaHUe WM COCTOSIHUE MPEACTaBISIET COOOU MApOKCU3MAIBHYI0 HOUHYIO
TEeMOTJIOOMHYPHIO.

@ EBpasuiickasi NnaTeHTHasl opraHu3aums, EAMB
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