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ITo 3as1Bke Ha TaHHOE M300pETEHHNE UCTIPALIMBACTCSI IPUOPHUTET B COOTBETCTBUH C MPEABAPUTEILHBIMH 3a-
sekamu Munuu 158/CHE/2014, nonanuoi 13 suBaps 2014 r., u 3000/CHE/2014, nopannoii 20 urons 2014 r.,
KOTOpBIE BKIIFOYCHBI B HACTOSIINI TOKYMEHT ITOCPEICTBOM CCHUIKH.

O0J1acTh TEXHUKH, K KOTOPOI OTHOCUTCS M300peTeHHe

Hacrosmee n3o0pereHrne OTHOCUTCS K CIIOCO0Y MOMYYCHHS COCTUHEHNH, KOTOPBIE MOTYT OBITh UCIIOJIB30-
BaHBI JUIS JICUCHHS PAKOBBIX M BOCHAIUTEIHHBIX 3a00JIeBaHUH, KOTOPHIC CBSI3aHbI C KHHA30H, aCCOIIMUPOBAaHHON
¢ penienropoM mHTepaeiiknHa-1 (IRAK), u, 6omee KOHKPETHO, K COCTUHEHUSIM, KOTOPBIE MOIYJTUPYIOT (PyHK-
o IRAK-4.

YpoBeHb TEXHUKH

Kunaza-4, accounmpoBannas ¢ peuenropom unrepieiikuna-1 (IL-1) (IRAK-4), npeacrasnsier coboit dep-
MEHT CEpHH/TPEOHUH KHHa3y, KOTOPBIH UrpaeT BAKHYIO POJb B CUTHAJIbHOW TpaHcayKuuu penenropa Toll/IL-1
(TIR). Paznmuunsle pepmentsl IRAK SBISIOTCS KITIOYEBBIMH KOMIIOHEHTaMHU B MYTSIX CHTHAILHON TPaHCAYKIIHH,
orocpeIoBaHHBIX perienTopoM uHTepieikuna-1 (IL-1R) un Toll-mopo6ueiMu penenitopamu (TLR) (Janssens, S.,
et al. Mol. Cell. 11(2), 2003, 293-302). B cemetictBe IRAK mirekonuraromux uMerotcs yetsipe wieHa: IRAK-1,
IRAK-2, IRAK-M un IRAK-4. D1n Genku XapaKTepU3yIOTCsS TUIMTUYHBIM N-KOHIIEBBIM JTOMEHOM CMEPTH, KOTO-
pBII OMOCpeayeT B3aMMOJCHCTBHE C aganTepHBIMU Oenkamu cemeiictBa MyD88 m pacmosio)keHHBIM B LIEHTpE
KMHA3HBIM JoMeHOM. bputo mokaszaHo, uto 6enku IRAK, a taxke MyD88 urpaior posib B repenade CHTHAJIOB,
OTIIMYHBIX OT T€X, KOTOPBIE TMPOUCXOAAT OT penenTopoB IL-1R, B ToM gucie cUrHAIOB, BEI3BAaHHBIX aKTHBAIIHEH
peneniropoB 1L-18 (Kanakaraj, et al. J. Exp. Med. 189(7), 1999, 1129-38) u penentopos LPS (Yang, et al., J.
Immunol. 163(2), 1999, 639-643). U3 uetbipex wienoB cemeiictBa IRAK mutekormmraronux IRAK-4 cauraercs
"rnaBabiM IRAK". B yenoBusix cBepxakcrnpeccun Bce IRAK MoryT onocpesoBats akTHBAIHMIO SAEPHOTO (HaKTo-
pa-kB (NF-xkB) u cTpecc-uHAyIMpyeMble CHTHAIBHBIE KacKalbl MHUTOTCH-aKTHBHUPYEMBIX TPOTECHHKHHA3
(MAPK). Onnako 66110 nokasano, uyto Tosbko IRAK-1 u IRAK-4 o6nanatoT 3¢ GeKTHBHON KMHA3HOH aKTHBHO-
cTblo. B To Bpems kak aktuBHOCTH KMHa3bl IRAK-1 MoxkeT ObITH HEOOXOAMMOH Uil ee (QYHKIIMOHMPOBAHUS B
IL-1-uanymmpoBanHoii aktnBanuu NF-kB (Kanakaraj et al., J. Exp. Med. 187(12), 1998, 2073-2079) u (Li, et al.
Mol. Cell. Biol. 19(7), 1999, 4643-4652), misi cCUrHaJIbHOW TpaHCOYKLIMH TpeOyeTcss KWHa3Has aKTHBHOCTh
IRAK-4 [(Li S., et al. Proc. Natl. Acad. Sci. USA 99(8), 2002, 5567-5572) u (Lye, E. et al., J. Biol. Chem.
279(39); 2004, 40653-8)]. YuursiBas uenrpaibnyio poib IRAK4 B Toll-nogo6no#/IL-1R curHanuzanuu u uM-
MYHOJIOTHYECKOH 3amute, HHrHONTOpsl IRAK4 OBITH BKITIOUSHBI B KQUECTBE [IEHHBIX TEPANICBTHICCKIX CPEACTB
MIPY BOCTIAJINTENBHBIX 3a00JIEBAHUAX, CETICUCE M ayTOMMMYHHBIX 3aboneBanusx (Wietek C., et al., Mol. Interv.
2:2002, 212-215).

Mprmn, numenHble IRAK-4, SBISIOTCS KU3HECTTOCOOHBIMU M TIOKA3BbIBAIOT TIOJTHOE OTCYTCTBHE MPOIYK-
IIUU BOCTIAJINTEIIBHBIX ITUTOKMHOB B oTBeT Ha [L-1, IL-18 wm LPS (Suzuki et al. Nature, 416(6882), 2002, 750-
756). AHammorngHBIM 00pa3oM, y TIAMEHTOB JtojieH, He nMmeromux IRAK-4, cuibHO HapyieHa UMMYHHAs CHC-
TeMa, ¥ OHM He pearupyloT Ha 3TH uuTokuHel (Medvedev et al. J. Exp. Med., 198(4), 2003, 521-531, u Picard et
al. Science, 299(5615), 2003, 2076-2079). HoxayTHble MbIIIH, nMetonre HeakTuBHYIO IRAK4, mOTHOCTBIO pe-
3UCTEHTHBI K ILIOKY, BbI3bIBaeMoMy Jinnocaxapuaamu 1 CpG (Kim T.W., et al. J. Exp. Med 204(5), 2007, 1025-
36) u (Kawagoe T., et al. J. Exp. Med. 204(5): 2007, 1013-1024), u ObUI0 OKa3aHO, YTO aKTUBHOCTH KHHA3HI
IRAK4 umeer BaskHOE 3HAUCHHE IS MPOAYKLUMU HUTOKUHOB, akTuBauuun MAPK u uHIyKIuu perymupyembix
NF-kB renoB B otBer Ha jmranasl TLR (Koziczak-Holbro M., et al. J. Biol. Chem. 282(18):2007; 13552-
13560). MnaktuBanus kuHa3sel IRAK4 (IRAK4 KI) y MbIn npuBoauT K pe3ucTeHTHOCTH B oTHOUIeHuHn EAE 3a
CYeT YMEHBIIICHUS NHOUIBTPAIIMN BOCTIAMTENBHBIX KiIeToK B [THC n cHmxeHHON nipoaykimu I1L-17, omocpeno-
BaHHOI anTHTeH crenudnaeckumu CD4" T-xnetkamu (Kirk A. et al. The Journal of Immunology, 183(1), 2009,
568-577).

HccnenoBanue KpUCTALIMYECKHX CTPYKTYp TMokazano, 9to IRAK-4 comepkuT xapakTepHble CTPYKTYpHbBIE
0COOEHHOCTH KaK CEepUH/TPEOHUH, TaK M THPO3MH KWHA3, a TAKOKe JOIOIHUTEIHHBIC HOBBIE XapaKTEPUCTHKH, B
TOM YHCJIE€ OCTATOK YHHMKAJIHHOTO T'eHa-IpUBpaTHUKA TUpo3uHa. CTpykTypHbI aHamm3 IRAK-4 mokasan riry-
OMHHOE CXOJCTBO C ceMelcTBOM KuHa3; ATd-cBs3pIBaromas el MOMEIIEeHa MEXy ABYMsI JIOTIACTHBIMH BBI-
poctaMu. N-KOHIIEBas JOMACTh COCTOUT, IJIABHBIM 00pa3oM, M3 CKPYYEHHBIX IISITH aHTHIApaUICIbHBIX HUTEH
Oera-nucra u ofHON anbga-cnupaiy, u 6onee kpynHas C-KOHIEBas JIONACTh NPEHMYIIECTBEHHO SIBJISICTCS aJlb-
(a-cnupanpHOi. TeM He MeHee CTpYKTypa OOHapyXHMBaeT HECKOJBKO YHUKaJIbHBIX ocobeHHocTed IRAK-4-
KWHA3bl, B TOM YHCIIC JOTOJHHUTEIBHYIO allb(a-cuupaib 13 N-KOHIEBOTO pacmiupeHns: B N-KOHIEBOH JiomacTy,
OoJiee IUIMHHYIO METII0 MEXIY crimpansimu aibda-D u anpda-E 1 3HaunTensHO caBuHYTYIO crivpais ansda G, a
Takke npuieratoniie k Heit netin. Cait AT®-cBs3piBanus B IRAK-4 He nMeeT rryOOKoro kapmMana c3aiu, HO
MMEET XapaKTePHBIN MepeaHnid KapMaH. DTOT YHHKAILHO COPMUPOBAHHBIA CBS3BIBAIOIIMIA KapMaH JaeT Tpe-
KpacHYI0 BO3MOXHOCTB JJIs pa3paboTku HHruouTopoB IRAK-4.

Pa3pabotka marnouropoB kmHa3z IRAK-4 mama HECKOIBKO HOBBIX KJIACCOB OCIKOBBIX CBS3YIOIIMX, KOTO-
pBIe BKIIOYaeT THazon u mupuanH amuasl (George M. Buckley, et al. Bioorg. Med. Chem. Lett., 18(11), 2008,
3211-3214), amunoben3umuazonsl (Powers J.P., et al. Bioorg. Med. Chem. Lett., 16(11), 2006, 2842-2845),
umunaso[1,2-ajonupunuasr (Buckley G.M., et al. Bioorg. Med. Chem. Lett. 18(12), 2008, 3656-3660) u
(Buckley G.M,, et al. Bioorg. Med. Chem. Lett. 18(11), 2008, 3291-3295), umunazo[1,2-bJnupunazunst u 6eH-

-1-



038748

3umuAa3on-uaaazonsl (WO 2008/030579; WO 2008/030584). [To-BunuMoMy, Bce OHH BCE CIIe HAXOMIATCS Ha
paHHEW CTaguu JOKTHHUICCKUX HCCIICIOBAHUIA.

HecmoTps Ha MHOTHE ONEICaHUS PAa3TUIHBIX MHTHOUTOPOB KMHA3, TEM HE MEHEE, C POCTOM YHCIIa IalieH-
TOB, CTpaJaIOMNX 3a00I€BaHMUIMH, OMOCPEIOBAHHBIMU KHHA3HBIMU (pepMEHTaMH, KaK MPEICTaBIACTCSA, OCTACT-
Csl He YJIOBJICTBOPEHHOH MOTPEOHOCTh B HOBBIX JICKAPCTBEHHBIX TperapaTax, KOTopble MOTyT 6osee 3P peKTrB-
HO JIeYNTh Takue Oone3Hu. Bcee emre cymecTByeT moTpeOHOCTE B HOBBIX HHTHONTOPAX KWHA3, BKIIOYAs MYJIbTH-
KWHAa3HBIE MHTHOUTOPHI, KOTOPHIE MOTYT OBITH, KPOME TOTO, HCIIOIB30BAHBI IIPH JICYCHUH PACCTPOMCTB, BHI3BAH-
HBIX pa3HON aKTHBHOCTHIO Pa3iIMYHBIX KWHA3, M KOTOpBIE 00yanaroT Ooee akTUBHBIM naeiicTBrueM. OHHU Taxoke
MOTYT OBITh HCITOJB30BAHBI KaK YaCTh JAPYTHX TCPANICBTUYCCKUX PEKUMOB JJIS JICUCHUS PACCTPOICTB, OTACTHHO
WIH B COYCTAHUU C COCAMHCHUSIMH MPOTEUHKUHA3, XOPOIIIO U3BECTHHIMH CIICUAIUCTAM B TAHHOM 00IACTH TeX-
HUKH.

Lenn nzodperenns

[enblo HACTOSINETO MTOKYMEHTA SBISICTCS TONYYCHHUEC OUIMKINYECKHAX T'eTCPOIUKIMIBHBIX COCIUHCHUMA
dopmynsr (I) wm ux (apManeBTHYSCKU MPUEMIIEMBIX COJICH WM CTEPEOM30MEPOB B Ka4eCTBE HMHTHOUTOPOB
KHHA3, B YaCTHOCTH HHruouTopoB IRAK4.

CyurHocThb u300peTeHust

B oxHOM acmekTe HAcTOSIIET0 M300peTeHUs] MPEUIOKEH CIIoco0 monydeHus coeauHeHus Gopmynsl (1)

WK ero GapMareBTHIEeCKH IIPUEMIIEMOI COTM B COOTBETCTBHH CO CIICAYIOIICH CXEMOM:
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LAy,
rae M npencrasiseT coboi HO™ ~z7

Xj u X3, HE3aBUCHMO, TIpeacTaBIsoT coboit CH mm N;

X, npencrasinseT coboit CR, mmu N;

IIPH YCJIOBUU, YTO OIHMH U HE OoJiee ueM ofuH U3 X, X, Wi X; MpencTaBisieT coboii N;

A mpencrasiset coboit O win S;

Y npexcrasiset co6oit -CH,- wu O;

Z npencrasisieT co00it (Ce-Cio)apun wnm 5-10-aneHHBINA reTepoapm, coaepkaniuii 1 wim 2 retepoaToma,
BbIOpaHHBIX U3 N, S nnu O;

R}, B K&XIOM Ciydae HE3aBUCHMO, TIPEIICTABIISIET COOOU TajloreH WM He0Os3aTeIbHO 3aMeIeH bl 5-10-
YIEHHBIN TeTepOIUKINI, cofepxanuii 1 win 2 aroma N; B KOTOPOM KaXXIbIM HEOOSM3aTEIBHBIM 3aMECTHTEIEM
sBiisiercst (C-Cg)amku, (C,-Cq)ankokcn, aMuuo(C-Cg)asku, rajoreH, Tuapokcui, Tuapokcn(C-Ce)amkui wim
-NR.Ry;

R, mpencrarnser coboit Bogopon, HeoOs3aTenpHO 3aMemeHHBIH (C3-Cio)IUKITI0ANKII, HE00sI3aTeIbHO 3a-
mereHHbBIH (Cg-Co)apui, HeoOsS3aTenbHO 3aMEIICHHBIH 4-10-uwIeHHBIH TeTepOnUKInI, coaepxamui 1 wim 2
rerepoaToma, BeIOpaHHbIX U3 N win O, win -NR,Ry,; B KOTOPBIX KaXKIBIM HEOOS3aTEIbHBIM 3aMECTUTEIIEM SIBIIS-
etcst (C-Cg)anKuii, aMHHO, TaJIOTCH WA THIPOKCILT;

R3, B koM ciyuae, npeactaBisieT co0oit (C-Cg)alKuit Win THAPOKCILT,

R, m R, He3aBucumo mpeacraBisiot coboit Bogopoa, C(=0)(C;-Cy)ankmr unm 5-10-4IeHHBIH reTepOoIK-
T, coneprkantuii 1 atom N;

m ¥ n He3aBUCUMO 00o3HayaroT 0, 1 nin 2;

p obo3Hagaet 0 v 1;

Q npencrasisieT coO0¥:

i) komOuHarmio N-(3-gumermnamuHonpormi)-N"-3Trikapooguumua (EDCI) wim ero conmm U THAPOKCH-
6enzorpuazoina (HOBT); nnn

ii) rekcadropdocdar 1-[ouc-(qumernnamuno)mermireH]-1H-1,2,3-tpuazono[4.5-b]mupuanauii 3-oxcuaa
(HATU);

B mpencrasiser coboit N((C;-Cg)anmkmn)s;

Sv npencrasisieT coboit auMeTnIIhopMaMu.

Bunukinyeckue reTepouKInIeckue mpou3BoaHbIe Gopmyisl (1), moaydeHHbIe CIOCOOOM MO HACTOSIIEMY
M300peTeHmIo, 00IaaaroT TepaneBTuIeckor ¢pyHkiuet narnouposanus IRAK wmm ponctBennsix IRAK4 kuHa3
¥ MOTYT OBITh UCTIONBE30BAHBI MIPH 32a00JIEBaHISIX /WM PAacCTPOHCTBAX, KOTOPHIE BKIIOYAIOT, HO ATHM HE Orpa-
HUYUBAIOTCS, 37I0Ka4eCTBEHHBIE HOBOOOPA30BaHMS, aJNIEprHYecKie 3a00IeBaHus W/ PaccTpoiicTBa, ayTONM-
MYyHHBIE 3200JICBaHUS W/WJIM PaCCTPONUCTBA, BOCIIAUTENIbHBIE 3a00JIEBaHUs W/HIIN PACCTPONCTBA, W/WITH COCTOS-
HUS, CBSI3aHHBIE C BOCHAJICHHEM W 00JbI0, poiudepaTuBHbEIC 3a00J€BaHNs, TEMOIIOATHIECKHE PACCTPOICTBa,
reMo01acTo3bl, KOCTHBIE 3a00seBaHMsl, GruOpo3HBIe 3a00JI€BaHUS W/WUJIM PACCTPOHCTBA, METAOOIMIECKUE HAPY-
IICHUS W/WITK 3a00JIeBaHUs, MBIIICYHBIC 3a00JICBAaHMS /WM PACCTPONCTBA, 3a00JCBaHUS W/WIH PacCcTpoicTBa
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JIBIXAaTeBHBIX ITyTEH, JICTOYHBIC 3a00JicBaHUs, 3a00JCBaHUS W/WIM PACCTPOMCTBA TEHETHYCCKOTO Pa3BUTHS,
HEBPOJIOTUYCCKUC W HEHpOIereHepaTHBHEIC 3a00JICBaHHS W/MIIA PACCTPOUCTBA, XPOHUYECKHAEC BOCIAIATEIHLHBIC
JEMHUCITHHA3ZHPYIOIINE HEBPOIATHH, CEpJCYHO-COCYIUCThIC, COCYIUCThIC WM CepIeYHBbIe 3a00NeBaHUS W/WIH
paccTpoiicTBa, 0QTaIbMOIOTHYECKIE/TIa3HbIe 3a00JIEBaHNS W/UIN PACCTPONCTBA, 3aKUBJICHNE paH, WHPEKIINH
1 BUpYyCHbIE 3a00yieBanus. TakuMm oOpa3oM, MHTHOMpPOBAHWE OJHON MM HECKOJBKMX KWHa3 OyIeT WMeTh He-
CKOJIBKO TEPaINeBTHUECKUX OKA3aHUH.

IMoapo6Hoe onucanne N300peTeHnst

Ecmm He yka3aHO WHOE, Bce TEXHUYECKHE W Hay4HBIC TEPMHHBI, HCIIOJIH3yEeMbIE B HACTOSIIEM JOKYMEHTE,
UMCIOT TaKUC 3HAYCHUS, KOTOPBIC OOBIYHO TOHSATHEI CIICIHATIICTAM B 00JACTH TEXHUKHU, K KOTOPOH OTHOCHUTCS
O00BEKT M300pETCHUS, OMHMCAHHBIA B HACTOSANICM NOKyMeHTe. Kak HCIONB3yeTcs B HACTOSIIEM JTOKYMEHTE U
npraraeMoil popmMyiie H300peTeHNUs, €CIM HE YKa3aHO WHOE, CICAYIOIIUEC TCPMUHBI UMCIOT 3HAYCHUS, ITPHUBE-
JICHHBIC C IIETbI0 OOJICTYUTh TOHUMAHUE HACTOSAIICTO H300PCTCHUS.

®DopMBI €TUHCTBEHHOTO YHUCIIA BKIIIOYAIOT CCHUIKM HA MHOKECTBCHHOE UHCJIO, €CITH B KOHTCKCTE SBHO HE
YKa3aHO UHOTO.

Hcmonb3yeMble B HACTOSAIIEM JOKYMEHTE TEPMHHBI "HEe0oOs3aTeNbHBIN" Win "HeoOsM3aTeNbHO" 03HAYAIOT,
YTO ONHCAHHOE MOCIEAYIoIee COOBITHE WIIH OOCTOSATENBECTBO MOKET HMPOM3ONTH WM MOXKET HE HMPOM30UTH H
YTO OIMMCAHKE BKJIIOYACT CIIy4ad, KOT/Ia COOBITHE MIIH OOCTOSTEECTBO IPOUCXOANT, a TAKXKE CIIyda, B KOTOPBIX
OHO He mpoucxoauT. Hanmpumep, "HeoOs3aTeIbHO 3aMENICHHBIN aKHI" OTHOCUTCS K TAKOMY alIKUIY, KOTOPBIH
MOJKET OBITh 3aMEIICHHBIM, a TaKXK€ K KTy, KOTOPBIA HE 3aMEIICH.

[ToHATHO, 9YTO 3aMECTHUTENN H MOJIOKEHHUS 3aMEIICHUI Y COCTUHEHUH 10 HACTOAMIEMY H300pETEHUI0 MO-
TyT OBITH BHIOPAHBI OOBIYHBIM CIICIIHANIUCTOM B JAHHOW OOJIACTH TCXHUKH C TMOJYYCHUCM XMUMUYCCKU CTAOWIIb-
HBIX COCIMHCHH, KOTOPBIC JISTKO MOTYT OBITh CHHTE3UPOBAHEI METO/IaMH, H3BECTHBIMHU B JAHHOW 00JIaCTH TEX-
HUKH, a TaKKe CIOCO0aMHM, MPEICTaBICHHBIMU Jaliee, UCXOs M3 JISTKOJOCTYIHBIX MCXOMHBIX BemecTB. Ecmu
3aMECTHTEIb CaM 3aMellleH 0ojiee YeM OJHOW TPYIIOH, MOHATHO, YTO YKa3aHHBIC Pa3JIMYHBIC TPYIIBl MOTYT
pacroaratbCsi Ha TOM € CaMOM IJIH Ha pa3HbIX aTOMax yriiepoia, B TOW CTENCHH, HACKOJIBKO 3TO MPUBOIMT K
CTaOMITBHOM CTPYKTYDE.

Hcmonb3yeMblii B HACTOSIIIIEM JOKYMEHTE TEPMHH "HE0OS3aTeIbHO 3aMEIEHHBIA" OTHOCUTCSI K 3aMEHE OT
OJTHOTO O IIECTH BOJIOPOTHBIX PAIUKANOB B JaHHOH CTPYKType paJnKajIoM KOHKPETHOTO 3aMECTHUTENS BKIIO-
Yasi, HO HE OTPaHWYHMBASICh YKa3aHHBIM, TaJOT€H, [IMAHO, AJIKWUJI, TaJIOTCHAJKWII, alIKOKCH, TaJIOTCHAIKOKCH, ajl-
KEHWI, aIKWHWI, apWil, TeTePOIUKIIIII, aMUHO, IIHaHO, HUTPO, AIKWIAMHWHO, apHWIaAMHHO, aJIKHIaMHUHOAJKHIL,
ApPWIAMHAHOAIKIII, THAPOKCUII, THAPOKCHATKIII, [IUKIOANKIII, apyil, TeTEPOIMKINICCKUN U amnpaTHISCKIHA pa-
JuKaITbl. [IOHATHO, YTO 3aMECTUTEINh MOXKET OBITh JOMOJHUTEIBHO 3aMEIICH.

Hcnonp3yeMplii B HACTOSIIEM JOKYMCHTE TEPMHH "alKui' OTHOCHUTCS K HACBIMICHHBIM aNA(aTHYCCKUM
TpyIlmaM, BKIOYas, HO OSTHUM He orpaHuunBasich, C;-Cjp-aJKWIbHBIC TPYOIBl C MNPIMON LENbIO WM
C,-Cp-anKkuibpHble TPYMIIBI ¢ pa3BETBICHHON enblo. [IpennouTurensHo TepMUH "alKkunbHasA" TpyIna OTHOCHUT-
cs k C-Cg-ankunpHbIM Tpynnam ¢ npsmoi nensio uiu C;-Cg-adKunbHEIM IPyINaM ¢ Pa3BETBICHHOH IEMbIO.
Hawubonee npeamoututensHo TepMHUH "ankmibHas" rpynmna oTHOCHTCS K Ci-C4-aJIKMIIBHBIM TpyNHaM C IpsSiMOi
nenbio Wwin C-Cy-aJIKIITBHBIM TPYIITIAM C pa3BETBICHHOW Iemnbio. [IpuMepsl "ankmina" BKIIOYAIOT, HO 3TUM HE
OTPaHUYUBAIOTCS, METHJI, OTHII, |-Tporwmi, 2-TponwI, H-OyTHII, BTOP-OyTHII, TPeT-OyThi, 1-TIeHTH, 2-TICHTHI,
3-meHTWI, HEO-TEHTUJ, 1-reKchil, 2-TeKCHJI, 3-TeKCHJI, l-TenTun, 2-renTwi, 3-TenTui, 4-renTui, 1-OKTHII,
2-0KTHI, 3-OKTUJ WK 4-OKTHII U T.11. " ANTKUIIbHas" TPyTIIa MOXKET ObITh HE0OS3aTEILHO 3aMEIICHHOM.

Tepmun "ammn" otHocuTcs k rpymme R-CO-, rie R nipencrapisier co0oi alKHILHYIO TPYIITY, OTPEIeIICH-
Hy!o Bble. [IpuMmepamu "anunbHbIX Tpynn” SBISIOTCS, HO 3TUM He orpanuuuBatotrcs, CH;CO-, CH;CH,CO-,
CH;CH,CH,CO- unu (CH;),CHCO-.

Hcnonp3yeMplil B HACTOSIIEM TOKYMEHTE TEPMHUH "alIKOKCH' OTHOCHUTCS K MPSIMOMY WJIH Pa3BETBICHHOMY
HacheIeHHOMY anudatudaeckomy Ci-C-yTIeBOIOPOIHOMY PATUKAIY, CBI3aHHOMY C aTOMOM KHCIIOPOJia, KOTO-
PpBIi IPUCOCAWHEH K CTPYKTYpE sapa. [IpeArnouTUTeIbHO aTKOKCHIPYIINEI COEPKAT OT OJHOTO JO IECTH aTo-
MOB yriaepoja. [IpuMepsl aTKOKCUTPYIIT BKIIFOYAKOT, HO 3THM HE OTPAaHHYHBAIOTCS, METOKCH, STOKCH, IPOMOKCH,
M30MPOIOKCH, OYTOKCH, U300YTOKCH, TPET-0yTOKCH, TIEHTOKCH, 3-METHIOYTOKCH U T.II.

Hcmonb3yeMblil B HACTOSAIIEM TOKYMEHTE TEPMHUH "TaJOTeHATKMI" OTHOCUTCS K aJKUIIBHOW TpyTIIe (ompe-
JICIICHHOM BBINIE), 3aMEIICHHOM OJHUM WM HECKOJHKUMH aTOMaMH TajoreHa. MOHOTalOTeHATKUIBHBIA
paiguMKai, HampuMep, MOXKET cojepXaTh aToM Xxjopa, Opoma, #oxma wim ¢ropa. JluramoreHOBBIH W
MOJIATAJIOTeHAIKMIBHBIC PaJUKaJIbl MOTYT COJEPKATh BA MIIN 00JIee OJMHAKOBBIX WM Pa3iIMYHBIX aTOMa rajo-
rera. [IpuMepsl ranoreHankuiIa BKIIOYAIOT, HO 3TUM HE OTPaHHYHBAIOTCS, XJIOPMETHII, TUXIOPMETIII, TPUXIIOP-
METHJI, TUXJIOPITHII, TUXIOPIPONII, GTOPMETIII, TUGTOPMETHI, TPUYTOPMETIII, ICHTA()TOPITII, TenTaTop-
TPOTHII, TUPTOPXIOPMETHI, TUXIOPHTOPMETII, AUGTOPITII, AU TOPIIPOITHI U T.II.

Hcnonp3yeMplil B HACTOSAIIEM JTOKYMEHTE TEPMHH "TaJOT€HAIKOKCH" OTHOCHUTCS K PaTUKaliaM, B KOTOPBIX
OJIMH WM HECKOJBKO aTOMOB BOJOPOJA ANKOKCUTPYII 3aMEHEHBI Ha OJWH WM HECKOJBKO aTOMOB TallOTCHA.
XapakTepHbIe PUMEPHI "TaJOrCHAIKOKCH" TPYI BKIOYAIOT, HO 3TUM HE OTPaHHUYUBAIOTCS, TUPTOPMETOKCH
(-OCHF,), Tpudropmerokcu (-OCF;) mmu tpudroparoxcu (-OCH,CF3).

Hcmonb3yeMblii B HACTOSIIIIEM TOKYMEHTE TEPMHH "apwil", OTAEIHHO WIH B COYETAHHWH C OPYTUM(H) Tep-
MHUHOM(aMH), 03HaYaeT KapOOIHKINIECKYI0 apOMAaTHIECKYIO CHCTEMY, COACPIKAIIYI0 OJIUH WJIH J1BA KOJBIA, T/Ie
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TaK¥e KOJIbIIA MOTYT OBITh KOHICHCHPOBAaHHBIMU. TepMUH "KOHICHCHPOBAHHBIN" 03HAYAET, YTO BTOPOE KOJIBIO
MPUCOCTUHEHO WM 00pa30BaHO JBYMsS COCCIHUMH aTOMaMH, OOIMUME C MEPBBIM KOJNBIOM. TepMuH "KOHICH-
CHUPOBaHHBIN" DKBHUBAJICHTCH TePMHUHY "cIUTHINA". [IpuMepbl apuiIbHBIX TPYI BKIIOYAIOT, HO 3TUM HE OTPaHH-
YUBAIOTCA, PeHUI, HAQTII, MHIAHWI U T.II. ECIIM He yKa3aHO WHOE, BCE apMIIbHBIC TPYIIIHI, ONMHUCAHHBIC B Ha-
CTOSAIIEM JOKYMEHTE, MOKET OBITh 3aMEIICHHBIMH WJIM HE3aMEIICHHBIMU.

Hcmonb3yeMblil B HACTOSIIIEM JOKYMEHTE TepMUH "aMHHO" OTHOCHUTCS K rpytie -NH,.

Hcmonb3yeMblii B HACTOSIIEM JOKYMEHTE TEPMUH "aMHHOAIKII" OTHOCHTCS K aMHHOTPYIIIE, B KOTOPOH
OJVH WK JBa aTOMa BOJIOPOJia 3aMEHEHBI alKUILHON rpynmnoi. Mcnons3yeMblit B HACTOSIIIEM TOKYMEHTE Tep-
MUH "apiiIaMHHO" OTHOCUTCS K aMUHOTPYIIIE, B KOTOPOH OJMH HIIU JIBa aTOMa BOAOPOJa 3aMCHEHBI apHIIbHON
TPYyNIoii.

Kax ucrnonb3yercsi B HaCTOAIIEM TOKYMEHTE, "alKHWIaMUHOAIKUI" OTHOCUTCS K QJKHJIBHOM rpymme, 3a-
MEILEeHHOH "aNKuIaMHUHO" TPYNIOH, ONpeAeIeHHON BBIIIE.

Kak ucnonb3yeTcs B HACTOSIIEM JTOKYMEHTE, "apMIIaMUHOAIKII" OTHOCUTCS K apUIIaMUHO TPYIINE, OTpe-
JICIICHHOH BBIIIE, 3aMELCHHOM aNKIIbHON TPYIIOM.

Hcmonb3yeMblil B HACTOSIIIEM JOKYMEHTE TepMUH "HUTPO" OTHOCUTCS K Tpymie -NO,.

Hcnonb3yeMble B HACTOSIIEM JOKYMEHTE TEPMHUHBI "alKuiIaMUHO" M "IHKJIOAIKIIAMUAHO" OTHOCSTCS K
-N-rpymiie, B KOTOpoii aToM a30Ta yKa3aHHOH TPYIIBI MIPUCOCIUHEH K aJKWIY WIA OUKIOAIKIITY COOTBETCT-
BEHHO. XapaKTepHbIe MpUMephl "aNKmIaMuHO" U "IUKIOANKIIIAMHAHO" TPYIIT BKJIIOYAIOT, HO 3TUM HE OTPaHH-
guBatorcss, NHCH; u -NH-1miuknonponun. AMHHOTpYIIIIA MOXET OBITh HEOOsA3aTeIhbHO 3aMellleHa OTHOW WIIH
HECKOJIBKUMH MOIXOIAIINMH TPYIIIaMH.

"AMUHOQIKUI" OTHOCUTCS K aJKWJIBHOU TpYyIIIe, ONMpeleIeHHON BhIIE, I/I€ OJUH UM HECKOJIbKO aTOMOB
BOJIOPOJIa ANKWIBHOM TPYIIBI 3aMCHEHBI HA aMHHO TPYIIY, OMPEICICHHYIO BBINIC. XapaKTCPHBIC MPUMEPHI
AMHUHOAIIKWIBHOM TPYIIIBI BKIFOYAIOT, HO 3THUM He orpanmuuBarotcs, CH,NH,, -CH,CH,NH,, -CH(CH;)NH,,
-CH,CH(CH;)NH,. AMHHOATKWIBHAS TPYIIa MOXET OBITh HE3aMEICHHON MJIM MOXET OBITh 3aMeIleHa OJTHOU
WA HECKOJBKIMH TIOJXOISAIINMY TPYITIaMH.

Hcmonb3yeMblil B HACTOSAIIEM TOKYMEHTE TEPMUH "TIUKIOATKHI", OTACIHHO WM B COUYETAHUH C APYTUM(H)
tepmuHOM(amu), o3HadaeT C;3-C;o-HACHIIIEHHOE ITUKINYECKOE YTIEBOJOPOAHOE KOMBIO. [[MKIOANKII MOXKET
MPEACTABIATE COOOH OHO KOJBIO, KOTOPOE OOBIYHO COMEPXKHT OT 3 0 7 KOJBLEBBIX aTOMOB yriepoaa. [Ipu-
Mepbl MOHOKOJIBIIEBBIX LIUKJIOAIKIJIOB BKIIOYAIOT HUKIOMPONHI, IHKIOOYTHI, IMUKIOMEHTHI, IMKJIOTEKCHII,
IUKJIOTENTIN U T.1. LIMKIT0amkmi, alpTepHATHBHO, MOKET OBITh MOJUIMKINISCKUM WIN COIEp)KaTh Ooyee o-
HOTO KosbIa. [IpuMeps! MOTUIMKINIECKAX UKIOATKIIIOB BKITIOUAIOT MOCTHKOBEIE, KOHACHCUPOBAHHBIC U CIIH-
POLMKITHYECKUE KapOOIMKIIHIBI.

Hcnonp3yeMmslii B HACTOAIIEM JOKYMEHTE TEPMHUH "iuaHo" oTHOcUTCS K rpymme -CN.

Hcnonp3yeMslii B HACTOAIIEM JOKYMEHTE TepMHUH "THApokcu" mnn "rugpokcun” otHocutes k -OH rpymme.

Hcnonp3yeMslii B HACTOAIIEM JOKYMEHTE TEPMUH "THIPOKCUANKUI" WK "THAPOKCUIAIKUAI" O3HAYaeT ajl-
KWJI, 3aMCIICHHBIA OHOM MM HECKOIBKUMHU TUAPOKCHIBHBIMH TPYIIIAMH, T/IC alKHIbHBIC TPYIIIEI KMEIOT 3Ha-
YCHMsI, OTpeJieNicHHbIe BhIme. [IpuMeps! "ruapokcuankmia’ BKIIOYAIOT, HO 3TUM HE OTPaHHYHBAIOTCS, THIPO-
KCUMETHI, THAPOKCUITIIL, TUIPOKCHIIPOIIIII, IIPOTIaH-2-0J1 U T.II.

Hcmonb3yeMblii B HaCcTOSIIEM JAOKYMEHTE TEPMHH '"TayoreH" wiu "Tano", OTNIENbHO WU B COUYCTAHWH C
IpyruM(u) TepMUHOM(aMH1), O3HaYaeT PTop, XJI0p, OpOM WK HOJI.

Hcrmonb3yeMblii B HACTOSIIEM JOKYMEHTE TEPMUH "TETEPOIUKIII" BKIIOYAST ONPEACTCHHS "TEeTePOIHK-
noankun" u "rerepoapun’.

TepMmuH "reTepoLUKIOANKUI" OTHOCUTCS K HEAPOMAaTUUECKOW HACBHIIIEHHOW WM YaCTUYHO HACHIIICHHON
MOHOIMKIMYECKON WU IMOJUIUKINYSCKON KOJBIEBOH cHUCTeMe, cocTosmmeld u3 3-15 4jaeHOB, MMEIONIEH IO
MEHBIIIEH Mepe OIMH IeTepoaToM WM rereporpymry, Beiopannsie u3 O, N, S, S (0), S(O),, NH umu C(O), u
OCTaJIbHBIC KOJBIIEBEIC aTOMBI, HE3aBUCHMO, BBIOPAHBI M3 TPYIIIBI, BKIIOYAONMICH YIIIEpo, KUCIOPO, a30T U
cepy. Ilpumepsl "reTeponnkioankmia" BKIIOYAIOT, HO 3THM HE OIPaHUYMBAIOTCS, A3CTHIUHIUI, OKCCTAHWII,
UMUIA30JIUANHI, TTHPPONUINHIWI, OKCA30IHIUHUI, THA3OIUIUHIII, MHUPA30IHIUHII, TETParuapoypaHu,
TMUIEPUINHIU, TUIIEPA3HHIIL, TETParuApONHUPaHmI, MOPGOIHHII, THOMOpPdommHI, 1,4-AHOKCaHNI, THOKCHIO-
THOMOP(HOIIMHIII, OKCAITUTIICPA3UHII, OKCAIUIICPUANHII, TeTParuapodypr, TETParuApOINpaHI, TeTParuapo-
THO(GEHWII, TUTUAPOTTMPAHIIT, WHIOJIMHNJ, HHIOJUHUIMETHII, a3eIann, 2-a3a-0uinkio[2,2,2|oKkTaHuI, a301H-
HIJI, XpOMaHWJI, KCAaHTCHWI M UX N-OoKcHIbl. lIprcoeanHeHNe TeTepOorUKIOATKHIBHOTO 3aMECTUTENS MOXKET
MPOMCXOOUTh THOO HYepe3 aToM yriiepojaa, JH00 4epe3 reTepoaToM. | eTepOnMKIOANKIIbHAS TPYIIa MOXKET
OBITH HEOOS3aTEIPHO 3aMEIICHHON OJHOW MM HECKOIBKIMH ITOAXOSIINME TPYIITIAMH M3 OJHOW WM HECKOJb-
KHX BBIIIEYKa3aHHBIX Tpymnil. [IpeanodTuTensHo "reTepouKIOanKul’ OTHOCUTCS K 4-7-4JIEHHOMY KOJIbIly, BBI-
OpaHHOMY W3 TPYIIIBI, BKITFOYAOIICH a3eTHIUHII, OKCETAHIII, UMHIA30JIUINHUI, TUPPOTHITHII, OKCA30JIHAIH-
HUJI, THA3OJIAIWMHILT, TUPA3OIAINHII, TETPAruApoPypaHil, TUICPUIUHILII, TUICPA3UHIII, TeTPAruAPOMUPAHUIL,
MopdosmHnI, THOMOpOIMHMWA, 1,4-1HoKcaHn, azenaHua U ux N-okcunsl. bonee mpeamouturensHo "reTepo-
UKJIOANKIIT" BKITFOYAET a3eTUAMHWII, MUPPOTHIUHILT, MOP(QOIMHWII, MUTICPUANHIII WK a3enanmwi. Bee rerepo-
[UKJIOANIKIIIBI  SIBIIIOTCS HEOOS3aTENbHO 3aMCIICHHBIMH OJHON WM HECKOJBKMMH YKa3aHHBIMHU  BEIIIIC
TpyIIamMu.

TepmuH "retepoapui” OTHOCUTCS K apOMATUIECKOW TeTEPOIUKINIECKON KOJBIICBOM CHCTEME, CONeprKa-
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et oT 5 1o 20 KoJIBLEBBIX aTOMOB, IPEANOYTUTENBHO OT 5 10 10 KOJBLEBBIX aTOMOB, KOTOpasi MOXKET Mpell-
CTaBIATH COOOI €MUHCTBEHHOE KOJBIIO (MOHOIMKIIMYECKAS) HITH HECKOJIBKO KoJel (OMIUKITIYeCKasl, TPUIIUKIIH-
YyecKasi WIM TNOJUIUKIIIYecKas), KOHICHCUPOBAaHHBIC IPYT ¢ APYrOM HJIM CBsA3aHHBIE KoBaJieHTHO. IIpeamouru-
TeJIhHO "TeTepoapui’ MPEaCTaBIsIeT cO00H 5-6-wIeHHOe KOJblo. Kombila MOTyT comepxarh ot 1 10 4 rerepoa-
TOMOB, BBIOpaHHBIX 13 N, O u S, rne atom N win S aTOM HE0O0SA3aTENbHO OKUCIICH, Wi aToM N Heo0s13aTeIbHO
KBaTepHU3MpOBaH. JIto0oe moaxosiee MOJI0KEHNE B KOJBIE TeTepOapIIIFHOTO (parMeHTa MOXKET OBITh KOBa-
JIEHTHO CBSI3aHO C OTpPEACIICHHOM XUMHUYECKOU CTPYKTYPOH.

[Ipumeps! reTepoapuia BKIIOYAIOT, HO STHM HE OTPaHUYMBAIOTCS, (DypaHWII, THSHHUI, TUPPOIHII, THPA30-
JIAJT, AIMHAIA30JIII, OKCA30JIMII, IIMHHOMHII, H30KCa30JIMI, THA30III, n30THa3ommwi, 1H-terpasonmi, okcamua-
30JIHJI, TPUA30JWII, MHPHUIWI, MHPUMHUIUHWAI, THPA3UHWI, MAPHIA3UHII, OCH30KCA30JIMI, OCH3M30KCA30IIWUII;
OcH3zoTHa30MMA, OcH30(ypaHII, OCH30THEHI, OCH30TPHA3HHWII, (Tala3uHWI, THAHTPCH, AUOCH30(ypaHMUIL,
JTUOCH30THEHIIT, OCH3UMUIA30IHI, HHIOMII, U30UHIONI, HHAA30IMI, XHHOIHHII, H30XUHOJIUHIII, XHHA3O0IIH-
HUWJI, XUHOKCAITMHWII, TTypUHWI, ITepuauami, 9H-kap6azonnn, o-kapOoIHH, WHAOIM3UHIII, OCH30M30THA30IHII,
OCH30KCA30JIWII, TUPPOIOTHPUAT, QYPOTHPUIUHILL, TYPUHWI, OCH30THAIUA30III, OCH300KCaIHA30II, OCH-
30TPUA30IIIII, OCH30TPHUAINA30II, KapOa30il, TMOCH30THCHIII, aKPUIWHIT U T.11. [IpeInoYTHTENEHO TEPMIH
"reTepoapuin” OTHOCUTCS K 5-6-4JICHHOMY KOJIbITY, BRIOpaHHOMY M3 the Tpymnmbl, BKIOYaromen Gypanui, THO-
(eH, TEPPONMIT, MHPA30IUII, UMHIA30IIII, OKCA30JII, [TUHHOIWHWI, W30KCA30JII, THA30JMI, W30THA30JINI,
1 H-Tetpa3omnm, oKcaara3onnil, TPHa30IHil, TUPHII, TUPUMUANHII, THPA3UHII U MUPUIA3HHII, 0oJee mpe-
MOYTHTENBHO MHUPA30JIHII, TUPUIIII, OKCa30IWI U GpypaHmi. Bee rerepoapuitel HE0OS3aTETFHO 3aMEIIEeHBI OTHON
WITA HECKOJIBKMMH BBIIICYKa3aHHBIMHU TPYIIIaMHU.

Hcmonb3yeMblii B HACTOSIIEM JOKYMEHTE TepMUH "BKIIOYas', a Takke Opyrue ero (Gopmbl, TaKHe Kak
"BrJIFOYa0T", "BKIIOUaeT" M "BKIIOUEHHBIH", SBIsSETCS HEOrPaHUUUBAIOIIHM.

®paza "papManeBTHUECKH TPUEMIIEMBIH" OTHOCHTCS K COCIMHEHHSM MM KOMIIO3MIUSIM, KOTOpPBIE SIBJIS-
FOTCSL (PH3UOIOTHYCCKH MPUEMIIEMBIMH U MPH BBEJCHUH MIICKOTIMTAIONIEMY OOBIYHO HE BBI3BIBAIOT aJLICPTHYC-
CKYIO WJIH TOJOOHYIO HEOJNArompHUATHYIO PEaKIUIO, BKIIOYAs, HO 3TUM HE OTpaHHYUBAsICh, PACCTPOHCTBO XKe-
JyJIKa WJIH TOJIOBOKPY KCHUE.

Tepmun "(apmaneBTHIECKH TpHEMIIEMas COJIb" OTHOCHUTCS K MPOIYKTY, HOIyYCHHOMY ITyTE€M B3anMOeH-
CTBHSI COSTMHEHUS 110 HACTOSIIEMY M300pETEHHIO C MOAXOISIIEH KUCIOTON Wil ocHOoBaHHeM. DapmareBTuye-
CKHU TIPHEMJIEMBIE COJIM COSAMHEHHUH 110 HACTOSIIEMY M300pETECHHIO BKIIOYAIOT TaKKe, KOTOPHIE SBIISIFOTCS IIPO-
M3BOJHBIMU HEOPTaHWMUECKUX OCHOBaHWH, Hanmpumep cosm Li, Na, K, Ca, Mg, Fe, Cu, Al, Zn u Mn. [Tpumepamu
(hapMareBTHYECKH MPHEMIIEMBIX HETOKCHYECKUX COJEH HOOABICHHS KHUCIOT SBISIOTCS COJIM II0 aMHHOTPYIIIIE,
00pa3oBaHHBIE ¢ HEOPTAaHWYECKUMHU KHCIOTaMH, TaKHE COJH, KaK THAPOXIOPUA, THUAPOOPOMHU, THAPOHOIUI,
HUTpAT, cynabdat, oucymsdar, hocdar, N30HUKOTHHAT, aIleTaT, JAKTAT, CAHIMIAT, IUTPAT, TApTPaT, MaHTOTe-
HAT, OUTapTpar, ackopOar, CyKIMHAT, MajieaT, TCHTH3HHAT, (hyMapar, TIFOKOHAT, TITF0KapOHAT, caxapaT, popMHu-
aT, OeH30aT, IIIyTaMaT, MeTaHCYJIb(OHAT, dTaHCYIb()OHAT, OEH30ICYIB(POHAT, 4-METHIOEH30JICYIHL(QOHAT WITH II-
TONYOJICYTb(pOHAT U T.I. HekoTopeie coenHeHUS 110 n300peTeHuto (coeaunenue ¢popmynsl (1)) moryT obpaso-
BBIBAaTh (hapMalleBTHUYCCKU MPUEMIICMBIC CONH C PAa3IMYHBIMH OPTaHUYECKHMH OCHOBAHUSMH, TAKAMHU KaK JIH-
3WH, apTUHMH, TYaHUJIUH, TUITAHOJIAMUH Wi MeTopmuH. [logxomsiime com OCHOBaHHHA BKIIFOYAIOT, HO STHM
HE OTPAHUYIHMBAIOTCS, COJIN ATFOMUHIS, KaTbLIUs, TUTHS, MaTHUS, KaJIHs, HATPHUS WIX IIHHKA.

Hcmonb3yeMblii B HACTOAIIEM NTOKYMEHTE TEpPMHUH ''cTepeon3omep’ SIBISETCS TSPMUHOM, MPUMEHIEMBIM
JUIA BCEX M30MEPOB MHIMBUAYAIBHBIX coenanHeHHH (GopMyisl (I), KOTOpbIe OTIMYAIOTCS TOJNBKO OpHUEHTAITUEH
WX aTOMOB B IMpocTpaHCTBe. TepMuH "crepeon3zomep’ BKIIOYAECT M30MEPHI 3epKaJbHOTO M300pakeHHs (dHaH-
THOMEpPHI) coerauaenus Gopmynsl (1), cMecn M30MepOB 3€PKATBHOTO M300paXKeHUs (paleMaThl, pareMIuecKue
cMmecH) coenuHeHust Gpopmynsr (1), reomerprueckue (nmc/Tpanc wim E/Z, R/S) uzomepsl coemuHeHus GOPMyITbI
(I) u u3omeps! coemunaenus popmyisl (I) 6onee yem ¢ OJHUM XHPATBEHBIM IEHTPOM, KOTOPBIE HE SIBIITIOTCS 3€p-
KaJbHBEIMH OTOOPaKECHUSIMU APYT PyTa (THACTEPEON30OMEPHI).

B onmHOM BapmaHTe OCYIIECTBICHUS HACTOSAIICE H300PETCHUE OTHOCUTCS K CITOCOOY MONYyUYCHHS COCIHUHE-

Hus popmyisl (1) mimu ero apMarieBTHIECKH IPHEMIIEMOM COJI B COOTBETCTBHH CO CIIEAYIOIICH CXEMOt:
(131)11
O V4

oM
4<\ /x2 QBSx ‘<\ /x7

(R3)m (R )m
@O
[0}

)J\, /(R])n

rae M npeacrapiser coboit 1O £

X u X3, HE3aBUCHUMO, MPEACTABISIOT co6on CH unm N;

X, npexacrasisieT coboit CR, mu N;

TIPH YCJIOBUH, YTO OJWH U He Oosiee 4eM ouH u3 X, X, Wik X3 IpeacTaBiseT coboit N;
A mipencrasisier coboit O miu S;

Y npencrasusiet coboii -CH,- nmu O;
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Z npenctasisiet co6oit (Cg-Cio)apun mim 5-10-uneHHbIi reTepoapui, copepxamuii 1 i 2 rerepoaroma,
BBIOpaHHBIX U3 N, S mim O;

R}, B K&XI0M Ciydae HE3aBUCHMO, TIPEICTABIISIET COOOU TajloreH WM He0Os3aTeIbHO 3aMeleHHbIi 5-10-
YIEHHBIH TeTepOIUKINI, cofepxanuii 1 win 2 aroma N; B KOTOPOM KaXXIbIM HEOOS3aTEIHHBIM 3aMECTHTEIEM
sBiisiercst (C,-Cg)amkun, (C,-Cq)ankokcn, aMuuo(C-Cg)anku, rajoreH, Tuapokcui, Tuapokch(C,-Ce)amkui wim
-NR.Ry;

R, mpencrasiser coboii Bomopo, Heobs3aTenbHO 3amerneHHbIH (Cs-Cio)IMKIOANKHII, HE00S3aTENbHO 3a-
MmereHHbId (Cq-Cig)apmil, HeoOs3aTeNbHO 3aMeNIeHHBIN 4-10-4JIeHHBIH TeTePOIUKIIII, colepKammi 1 umu 2
rerepoaToma, BeIOpaHHbIX U3 N win O, win -NR,Ry,; B KOTOPBIX KaXKIBIM HEOOS3aTEIbHBIM 3aMECTUTEIIECM SIBIIS-
etcst (C-Cg)anmKuit, aMHHO, TaJIOTCH WIIHA THIPOKCILT;

R3, B koM ciydae, mpeactaBisieT co0oit (C-Cg)alKuin Win THAPOKCILT,

R, u Ry, HezaBucumo npenctaBisioT coboit Bogopoa, C(=0)(C;-Cy)ankmt mwmu 5-10-4ieHHBIH TeTepoIyK-
i, conepskauuii 1 atom N;

m ¥ n He3aBUCUMO 0003Havarot 0, 1 wiu 2;

p ob6o3nagaet 0 i 1;

Q mpencrasisieT coO0¥:

i) komOuHarmio N-(3-gumermnamuHonpormi)-N"-3Trikapooguumua (EDCI) wim ero conmm ¥ THAPOKCH-
6enzorpuazona (HOBT) umu

ii) rexcadropdocdar 1-[0uc-(mumernnamuHo)MeTmieH]-1H-1,2,3-tpuazono[4.5-bnupuauamii 3-oxcuma
(HATU);

B mpencrasiser coboit N((C;-Cg)anmkmn)s;

Sv npencrasisieT co6oit auMeTnIIhopMaMu.

B onmHOM BapmaHTe OCYIIECTBICHUS HACTOSAIIEE H300PETCHUE OTHOCUTCS K CITOCOOY MONYyYCHHS COCIHMHE-
Hus Gopmyisl (I) wiam ero dapmaneBTHUECKH NPUEMIIEMON COJIM, B KOTOpoM A mpenctasiser coboit O mwin S;
Y npencrasisier coboit -CH,- unu O; Z npenctaisier co6oit 5-10-wieHHbIH reTepoapuil, coaepkamui 1 i 2
retepoaToMa, BeIOpaHHBIX U3 N, S min O; Ry, B KaKI0M ciydae HE3aBUCUMO, TPEACTABIIIET COOOH TajoreH Win
Heo0s3aTeTbHO 3aMeIIeHHbIN 5-10-wIeHHBIA TeTepOIUKII, coaepkamuii 1 win 2 atoma N, B KOTOPOM KaK-
neiM HeoOs3atenbHbIM 3amectutenieM sBisiercs (Ci-Cg)amkmn, amuaOo(C,-Cg)ankmn, ramoren uwiu -NR,Ry; rie
R, u Ry, He3zaBucumo, npenctaBisaroT coboit Bogopon, C(=0)(Ci-Cy)ankun wim 5-10-41eHHBIN TeTepOouKINIT,
conepxkamuii 1 atom N; R, nipencrasmsier co6oit Bomopos, (Cs-Cg)umkmoankit, 4-10-47eHHBINA TeTepOIMKITHII,
conepkamuii 1 wim 2 retepoatoma, BeIOpanHbIX u3 N mwin O, wim NR,Ry,; m pasen 0 u n paBeH 1.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIIEE H300PETCHUE OTHOCHUTCS K CIIOCOOY MOTyYeHUS COCIUHE-
HUs Gopmyisl (I) wiam ero papmaneBTHUECKH NPUEMIIEMON COJIM, B KOTOpoM A mpenctasiser coboit O wim S;
Y npencrasisier coboit -CH,- wnu O; Z npencrasisier co6oit 5-10-wieHHbIH reTepoapuil, coaepskamui 1 wm 2
rerepoaToma, BeIOpaHHbIX U3 N, S wiu O; R;, B KaXKI0M cilyyae HE3aBHCUMO, TIPEACTABIISIET COOOW TaJlOTeH HIIH
Heo0s13aTeNbHO 3aMeIleHHbIH 5-10-4JIeHHbIN reTepounKiInI, coaepkammi 1 mim 2 atoma N; B KOTOPOM Kax-
IBIM HeoOs3aTenbHbIM 3amectutenieM sBisiercs (Cq-Ce)ankmi, (Ci-Cg)ankokcu, amMmuHO(C-Cg)aNKii, rajJoreH,
ruapokcun wi -NR,Ry; rme R, u Ry, He3aBucumo, npeacrasistor coboit Bogopoa, C(=0)(C;-Cyankmn wimm
-10-uneHHBIN TeTEepOIUKIWII, conepxkanuii 1 atom N; R, mpencrasiser coboit Bogopo, HeoOA3aTeNbHO 3aMe-
meHHbIH (C;3-C o) IUKI0aIKIII, HE00sM3aTENbHO 3aMeTeHHBIN 4-10-4JIeHHBIN TeTePOIMKIHI, COMep KA 1 mwin
2 retepoaroma, BeIOpaHHBIX 3 N wm O, wim -NR,Ry; B KOTOPBIX KaKIBIM HEOOS3aTEIHHBIM 3aMECTHUTEIIEM
SIBIIIETCSI aMUHO, TaJIOTEH ¥ TUAPOKCHIT, M M n He3aBucUMO obo3Hadatot 0, 1 v 2 u p o6o3Hagaet 0 wim 1.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIICE H300PETCHUE OTHOCHUTCS K CIIOCOOY MOTyYeHUS COCIUHE-

A N "‘{
KT
Hus Gpopmyisl (1) wim ero GpapMarieBTUYECKU MPUEMIIEMOM COJH, B KOTOPOM TpyIa NN npeJICTaB-

JIeT cOO0M
S i s SN s ie
< =2 — S
N N/ Ry , <N & Ry, é_<\N | #N I

O~ o~ N
HAL KA

B npyrom BapmaHTe ocyIlecTBIEHHS HacTosAIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y TOJTydEeHUs COeIIHE-
HUs Gopmyisl (I) uam ero papmaneBTHUECKH MPUEMIIEMON COJIM, B KOTOPOM Z TpEICTaBisieT co0oit 5- mim 6-
YJICHHBIN reTepoapui, coaepxamuii 1 niam 2 rerepoatoma, BeIOpaHHbIX u3 N, S niau O.

B npyrom BapHaHTe OCYIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTydYEeHUs COeIHHE-
Hus popmyisl (1) wmm ero apmareBTHUIESCKH MPUEMIIEMOHN COJIH, B KOTOPOM Z TIpeACTaBisieT coboit HeoOs3a-
TENBHO 3aMEeIICHHBII ()eHUIT WIIK TeTepoapuil, BBIOpaHHBIN U3 (ypaHuna, THCHWIA, THA30IMIa U TUPUANIIA; Ka-
MBI M3 KOTOPBIX HEOOA3aTEIHHO 3aMEICH TaOTSHOM.

X

Ry

-6 -
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B npyrom BapmaHTe ocylecTBIEHHS HacTOsIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs! COeIIHE-
Hus (opmyisl (I) nnn ero dapmaneBTHYECKH PUEMIIEMOI COJIM, B KOTOPOM COEAMHEHHUE IIpeAcTaBleHo (op-

myioit (IA)
0]
Q. ! />'§(Rl)n
N
P A
s I
Ry NT N7 TR,

IA)

WM ero (papManeBTHIECKU IpueMiieMast CoJb.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIIEE H300PETCHUE OTHOCHUTCS K CIIOCOOY IMOTYYeHUS COCIUHE-
HUs Gopmyisl (I) wiam ero papmaneBTHUECKH MPUEMIIEMON COJIM, B KOTOpoM A mpenctasiser coboit O mwim S;
Y mpencrapnsietr co6oit -CH,- wnu O; Ry, B kaXI0M ciiydae HE3aBHCUMO, IPEACTABISIET OO0 TaloreH U He-
00s13aTeIbHO 3aMEIIEeHHBIH 5-10-wIeHHBIH TeTeponMKIII, coaepkammi 1 win 2 atoma N, B KOTOPOM KaXKIbIM
HeoOs3aTenbHBIM 3aMecTrTeneM sBisiercs (Ci-Cg)amkmn, amuno(C,-Cq)ankmi, ranoreH win -NR,Ry; rie R, u
Ry, HE3aBHCHMO, mpeacTaBistoT coboit Bogopon, C(=0)(C;-Cyankun uinu 5-10-4JeHHBIH TeTEPOIUKINII, CO-
nepxammii 1 atom N; R, mpencrasmsier co6oit Bogopon, (Cs-Cio)mukmoankui, 4-10-4IeHHBIH TeTepOIuKINIT,
conepkamuii 1 wim 2 retepoatoma, BeiOpanHbIX u3 N mwin O, wimm NR,Ry,; m pasen 0 u n paBeH 1.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETEeHNE OTHOCHUTCS K CIOCO0y IOTydeHHs COeanHe-
Hust popmyisl (I) mnm ero hapmarieBTHUECKH MIPUEMIIEMOM COJIM, B KOTOpOM A mpexactaBisieT coboir O win S;
Y mpencrasnser coboit -CH,- wim O; R, B KaXI0M cllydae He3aBUCHMO, MTPEICTaBIsAET COOO0M TajJoreH Wi He-
00s13aTeIbHO 3aMEIIEeHHBIH 5-10-wIeHHbIH TeTepolMKIII, cogepkammid 1 mim 2 atoma N; B KOTOPOM KaXKIbIM
HeoOs3aTenbHBIM 3amectutenieM sBiseTcs (C-Cg)ankm, (Cy-Cg)ankokcu, amuHo(C;-Cg)aNKui, raioreH, ruapo-
ket wa -NR,Ry; rne R, u Ry, HezaBucumo, mpencrapnsiot coboit Bogopoa, C(=0)(C;-Cy)amkmn mwmu 5-10-
YICHHBIN reTepouukimi, coaepxkammuii 1 atom N; R, mpencrapnser codoit Bomopoa, (Cs-Cio)HKnoankumi, He-
00s13aTeNIbHO 3aMenIeHHbIH 4-10-4IeHHBIN TeTepOLMKIINII, CoAepKalluid 1 nim 2 retepoaroma, BHIOpaHHBIX U3 N
wi O, win -NR,Ry,; B KOTOPBIX 3aMECTHUTEINIEM SBISICTCSA aMUHO, TaJOTeH WM TUAPOKCHI, ¥ M U N HE3aBUCUMO
o6o3naugaror 0, 1 uau 2.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETCHNE OTHOCHUTCS K CIOCO0y IOTydeHHs COeanHe-
Hust hopmyisl (1) wim ero GapmareBTHIECKH TPUEMIIEMO COJIM, B KOTOPOM COEAMHEHHE MPENCTaBiIeHO (Hop-
myuoit (IB)

/ |
—— R
0 ]
\N)
NH
7\ A R
Y N
_/ N N/ R,

(IB)

WK ero (papMareBTUIECKU pUeMiieMast Colb.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIIEE H300PETCHUE OTHOCHUTCS K CIIOCOOY MOTyUCHUS COCIUHE-
Hus popmyisl (I) nnm ero dapmarieBTHUECKH MIPUEMIIEMOM COJIM, B KOTOpOM A mpexactaBisieT coboi O win S;
Y mpencrasnser coboit -CH,- wim O; R, B KaXI0M cllydae He3aBUCHMO, MTPEICTaBIsAET COOO0M TajJoreH WiH He-
00s13aTeNTFHO 3aMeIIeHHBINH 5-10-wWICHHBIH TeTepOIMKIHI, cofepxamuid 1 wim 2 aroma N, B KOTOPOM KayKIbIM
HeoOs3arenbHbIM 3aMecTuTenieM sBisercs (C;-Cq)ankwmr, amuao(C;-Cq)ankwmi, ranorern wim -NR,Ry; roe R, u
Ry, HE3aBHCcHMO, mpexacTaBisatoT coboit Bogopon, C(=0)(C;-Cyankun uiau 5-10-4JeHHBIA TeTEPOIUKINII, CO-
nepxammii 1 atom N; R, mpeacrapinser coboit Bogopo, (Cs-Cio)uukinoank, 4-10-4aeHHbIA TeTePOIUKITIII,

conepxkamuii 1 wimu 2 rerepoatoMa, Beropanseix w3 N win O win NR,Ry; u n pasen 1.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIIEE H300PETCHUE OTHOCHUTCS K CIIOCOOY MOTYYCHUS COCIUHE-
Hus ¢popmyisl (1) nim ero apmaneBTHIECKH TPHEMIIEMOH COJIH, B KOTOPOM A mpescTasisier codoit O mm S; Y
npezcrasisieT coboit -CH,- unu O; Ry, B KaxI0M ciayvae HE3aBUCHMO, MPEICTABISIET COOOU TalOTeH WIH HeoOsI-
3aTeNbHO 3aMeIleHHbIN 5-10-uneHHbli reTeponrKiIi, coaepxkamuil 1 unu 2 atoma N; B KOTOPOM KaXAbIM He-
obsBarensubiM 3amectutedeM sBisieTcst (C;-Cqlankwmi, (C;-Cq)ankokcu, aMuHO(C,-Cg)allkui, TaJoTreH, THIPO-
keunn i -NR,Ry; rme R, u Ry, HezaBucumo, mpencraisiior coboit Bomopoa, C(=0)(C;-Cyankmr wm 5-10-
YJICHHBIN TeTeponukiawI, conepxxkamuii 1 atom N; R, npencrasnser coboit Bomopon, (Cs-Cio)uukIoankum, He-
00s13aTeNTEHO 3aMENIeHHBIN 4-10-4IeHHBIH TeTepOHKINI, coAep)amui 1 wim 2 retepoaToMa, BEIOpAaHHBIX 13 N
i O, i -NR,Ry,; B KOTOPBIX Ka)IbIM HE0O0A3aTEeIbHBIM 3aMECTUTEJIEM SIBJISIETCS aMUHO, TAJIOTCH U THIPO-
KCHJI; M U n He3aBUcHMO o0o3HavaroT 0, 1 wim 2; u p o6o3HavaeT 0 win 1.

B npyrom BapmaHTe OCYIIECTBIICHUS HACTOSIIEE H300PETCHUE OTHOCHUTCS K CIOCOOY MOTYYCHUS COCIUHE-
U Qopmyisl (I) wim ero gpapMarieBTHYECKH MPUEMIIEMON COJH, B KOTOPOM COCAWHCHHE MPEICTaBICHO (op-
mynoii (IC)
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ac

W ero (papManeBTHIECKU IpueMiieMast Coib.

B npyrom BapmaHTe oCyIIecTBIEHHS HacTOsAIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus Gpopmyisl (I) nnmm ero apManeBTHYECKH IPUEMIIEMOH COMM, B KOTOpoM R mpencrasmnseT coboit HeoOs3a-
TEJILHO 3aMEIIeHHbIN 5-10-4IeHHbII reTepounkimI, coaepxanmid 1 wu 2 aroma N; B KOTOPOM KaXKABIM HEoOs1-
3arenbHbIM 3amectuteneM sBisiercs (Ci-Cq)amkm, (C;-Cg)amkokcn, aMuHO(C-Cg)anKui, TaioreH, TuAPOKCHI,
runpokcu(C,-Ceg)ankxun wiu -NR,Ry,; e R, u Ry, He3aBucumo, npencTaBisioT co0oit BOTOPO.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIIOCO0Y TOTydeHHs COeanHe-
Hus popmyisl (I) wim ero GapManeBTHISCKH PUEMIIEMOH COJIH, B KOTOPOM R, mpeacTaBiseT coboi HeoOs3a-
TEJIHHO 3aMEIIeHHBIH 5-10-wICHHBIH reTeporuKImI, coaepxamuii 1 i 2 atoma N; B KaXIbIM HEOOs3aTeIb-
HbIM 3amectuTesieM sBisietrcs (C;-Cy)ankwmr, amuao(C,-Cg)ankwmr, ranored wim -NR,Ry,; e R, u Ry, He3aBucu-
MO, mpenctaBisitoT coboit Bomopon, C(=0)(C-Cyamkun wim 5-10-4IeHHBIH TETePOIMKINI, COAEp KN
1 atrom N.

B npyrom BapmaHTe OCyIIeCTBIEHHS HacTOsIIee N300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus Gopmysl (I) nmn ero apmaneBTHYeCKH IPUEMIIEMOH COM, B KOTOpoM R mpencrasmnseT coboit HeoOs3a-
TENIBHO 3aMeIIeHHBIH 5-10-ueHHbIi rereponuknmi, copepxamuii 1 win 2 atoma N; ¥ KaXIbIM HeoO0s3aTelb-
HeIM 3amectureneM sBisieTcst (Ci-Cg)ankuin, (C;-Cg)amkokcu, aMuHO(C;-Cq)alIKuiI, TaloreH, THAPOKCHI WA
-NR.Ry; rme R, u Ry, He3aBucuMo, npeacrarisror coboit Bogopona, C(=0)(C;-Cy)ankun umu 5-10-4ieHHBIH Te-
TEPOLMKIINI, coaepkamuid 1 atom N.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETEeHNE OTHOCHUTCS K CIOCO0y IOTydeHHs COeanHe-
Hus Gopmynsl (1) nimm ero papmareBTHIECKH TPUEMIIEMON COJIH, B KOTOPOM R mpencTasisier co0oi MUpHIIII,
MUPA30JIAI, THPPOTUANHIIT WIHA TUIICPHIAHIL.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIOCO0y IOTydeHHs COeanHe-
Hust popmyisl (I) wim ero GapManeBTHISCKH PUEMIIEMOI COJIH, B KOTOPOM R, mpejacTaBiseT coboi HeoOs3a-
TEJIHHO 3aMEIICHHBIN TUPA30JIHII, T/Ie KaXIbIM HeoOs3aTenbHbIM 3aMecTuTesieM siBisietTcs (C-Cg)alIKu, THAPO-
ket uii -NR Ry,

B npyrom BapmaHTe ocylecTBIEHHS HacTosIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus popmyisl (1) mmu ero apmarieBTHYECKH IPHEMIIEMOH COJIH, B KOTOpOM R, mpezacTasisieT coOoi ranoreH.

B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y TOJTydEeHUs COeIIHE-
Hus Gopmydsl (I) wmm ero gpapmaneBTHYECKH NpUEMIIEMOH oM, B KOTOpoM R, mpencrasiser coboit Bogopox,
(C5-Cg)mmkmnoankui, 4-10-4meHHBIA TeTEPOITUKIIIII, coAep)amui 1 win 2 reTepoaToMa, BRIOpaHHBIX u3 N WIH
O, i -NR,Ry,.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300PETECHNE OTHOCHUTCS K CIIOCO0Y TOTydeHHs COeanHe-
Hust popmyasl (1) mu ero dhapmareBTHUECKH IPUEMIIEMOM COJTH, B KOTOpOM R, mpeacraBiseT coboi BOIopoI,
(C53-Co)uKII0aIKmI, He0OsI3aTEIbHO 3aMeleHHbBIN 4-10-1WIeHHBIH TeTePOIUKIII, coaepKammi 1 nim 2 rete-
poaroma, BeiOpanHbIX U3 N umu O, uimu -NR, Ry, B KOTOPBIX Kaxablii He0Os3aTeIbHBIN 3aMECTUTENIb BRIOPAH U3
aAMHHO, TaJIOTCHA WM TUAPOKCHIIA.

B npyrom BapmaHTe ocylecTBIEHHS HacTosIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Husg Gopmyisl (I) nnn ero apmaneBTHYECKH IPUEMIIEMOH colM, B KOTOpoM R, mpencrasmnseT coboit HeoOs3a-
TEJNBHO 3aMEUICHHBINA 4-10-WICHHBIH TeTEPOIMKIIMI, BEIOPAHHBIA U3 MUICPUINHIIIA, MUPPOTUIUHIIA, MOpdO-
JMHWJIA, TTUIICPA3HHIIIA, a3eTUIMHIIIA, THPA30Imia U GypaHuia;, B KOTOPEIX KaXKIbIM HEOOS3aTEIbHBIM 3aMeC-
TUTEJIEM SIBIISICTCS THAPOKCHI, raoreH, (C;-Cq)amKuit Wi aMHHO.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIOCO0y IOTydeHHs COeanHe-
Hust hopmyiel (1) umu ero papMarneBTHIECKH MPUEMIIEMO COJIM, B KOTOPOM R, mpejacraBiseT coboi mumnepu-
JTVHWJ, TAPPOTUINHII, MOPHOIMHNI HITH MTUTICPa3HHILI.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETCHNE OTHOCUTCS K CIIOCO0y IOTydeHHs COeanHe-
Hus hopmytel (1) i ero GapManeBTHIECKH MPUEMIIEMOI COJH, B KOTOpOM R, mpeacTaBiseT co00i BOAOPOI.

B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y MOJTydEeHUs COeIIHE-
Hus Qopmynsr (I) wim ero dapmaneBTHYecKH NpUEMIIEMOH coiH, B KOTopoM R, mpencrasisier coboit (Cs-
C1)IIUKITOQITKHAIL.

B npyrom BapmaHTe ocyIlecTBIEHHS HacTosIIee H300pETeHHE OTHOCUTCS K CIIOCO0Y TOJTydeHUs! COeIIHE-
Hus Gopmynsl (I) nm ero dapmaneBTHYECKH NMpUEMIIEMON COJIH, B KOTOPOM R, mpezcraBisieT coOOH IMKIO-
TIPOTIFIL.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIIOCO0y IOTydeHHs COeanHe-
Hus popmynsl () wim ero dapmameBTHUECKH NPUEMIIEMON COJIM, B KOTOpOoM Rj; mpexacraBiser coboit
(Cy-Cg)amkmm.

-8 -
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B npyrom BapmaHTe ocylecTBIEHHS HacTOsIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs! COeIIHE-
Hus popmyisl (1) mimu ero apmarieBTHUECKH IPHEMIIEMOH COJIH, B KOTOpOM m paBHO O u p pasHO 1.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIIOCO0y IOTydeHHs COeanHe-
Hus hopmynsl (I) umm ero dpapMameBTHIECKH MPUEMIIEMOM COJIH, B KOTOpOM m obo3HadaeT 0 wim 2 ¥ p 0003Ha-
gaet 0 mmm 1.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEe H300pETECHNE OTHOCHUTCS K CIIOCO0y TOTydeHHs COeanHe-
Hust opmynsl (1) wim ero dapmareBTHIECKH MPUEMIIEMOH COJIM, B KOTOpOM B mipencTaBisier co00i TUU30IIPO-
muTtiiamuH (DIPEA) nmu tpumerunamus (TEA).

B npyrom BapmaHTe ocylecTBIEHHS HacTOsIIee H300pETeHHE OTHOCUTCS K CIIOCO0Y TOJTydEeHUs COeIIHE-
Husg Gopmyisl (1) wim ero dpapmaneBTHYECKH NpUeMIIeMol coi, B KoTopoM QQ mpezcTaBisieT co0oi KoMOMHa-
o N-(3-aumernmnamunonporn)-N'-atiinkapooannmun (EDCI) mimm ero comum u runpokcnbeH30TpHazofa
(HOBT).

B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300pETeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus popmynsl (I) wmu ero dapmaneBTHIECKH TPUEMIIEMOR Coil, B KOTopoM Q mpencTaBisieT coboif rexcad-
topdocdar 1-[6uc-(mumernnamuno )MeTwieH |-1H-1,2,3-tpuazono[4.5-b Jmupuauamii 3-okcuga (HATU).

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETCHHE OTHOCUTCS K CIIOCO0y IOTydeHHs COeanHe-
Hus popmynsl (I) wim ero dpapmaneBTHIECKH MPUEMIIEMOH COJIH, B KOTOPOM CITOCOO JOTIOTHUTEIHHO BKITFOYAET
CTaJIUIO OYHCTKH.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEe H300pETeHNE OTHOCHUTCS K CIOCcO0y IOTydeHHs COeanHe-
Hust hopmyiel (1) umm ero apmareBTHUECKH MPUEMIIEMOM COJIM, B KOTOPOM CTaJIvs OYUCTKH BKIIOYAET KOJO-
HOYHYIO XpoMaTorpaduio, IpenapaTHBHYI0 TOHKOCIOHHYIO XpoMmaTorpaduio mwin BeICOKOI()(EKTHBHYIO KU
KOCTHYIO XpoMaTorpaduro.

B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus Gopmyinsl (I) nmm ero gapMarneBTHUSCKH TPUEMIIEMOI COJTH, B KOTOPOM CIOCO0 JIOMTOJHUTEIBHO BKIIIOYACT
CTAIMIO CHATHS 3alIWUTHI, BKIIOYAIONIYIO NPHUBEACHHE B KOHTAKT PEAKIMOHHON CMECH C areHTOM ISl CHSTHS
3QIIUTEL, W aTeHT JUIS CHATHS 3aIIUTH TpeacTaBiseT coboit X oH mmi (C;-Cg-amxnn),N F; u X, npencTaBaser
co0O¥ TajyoreH.

B npyrom BapmaHTe OCYIIECTBICHHUS HACTOSIIEE H300pETECHNE OTHOCHUTCS K CIIOCO0y IOTydeHHs COeanHe-
HU opmyisl (I) mim ero papMarieBTHIeCKH MPUEMIEMON COJIH, B KOTOPOM areHTOM JIJIsl CHATHS 3aIlUTHI SBIIS-
€TCs COJISTHAs KUCJIoTa Wiu TeTpadytunamMmMmonus propua (TBAF).

B npyrom BapmaHTe OCYIISCTBICHHSA HAcTOsIIee H300peTeHHEe OTHOCHTCS K CHOcoOy IOTydeHHS
coeaunenust popmyisl (1) wmu ero GapmaneBTHYECKH TPHEMIIEMOI coltl, B KOTopoM coexuHenue Gopmyssr (1)
BBIOpaHO H3:

N mpuMepa Haspanme no IUPAC

6tavmHo-N- (2-mMopdbosmHookcazoJio [4, 5-b] nupnanua-6-uiu) - [2, 3+

OUNUPUINH] - 6-KapOoKrCcaMm ;

TUIPOXJIOPUI 6LavmHO-N- ( b-LuKIOnpPOIMII-2—
2. MopdommHookcasogio [4, 5-b ] nupunnu-6-uin) - [2, 3+£06UnupuInH] —6-

KapBokcaMmga;

TUIPOXJIOPUI N- ( 5-uMxJIonpOonmiI-2-MopQoMHOOKCa30J10 [ 4, 5—
3. bl nupunouH-6-un) —2- (2-Me TMJINUPUIOMH-4-11J1) OKCa30J—4-

kapbokcamMmna;

TUIPOXJIOPUL N- (2, 5—ou (nunepuanu—-1-uj) okcasojo [4, 5-

blnupuaonu-6-ui) - 6- (1H-nupas30J—4-1JI) OMKOJIMHaMUIE ;

N- (2, 5-mu (munepnonu-1-mi) okcasoJio[4, 5-b] mupuonua-6-mi) —-2-

(2-MeTHUInupUIMH-4-1ujl) okcaszoJl-4-rKapBokcaMull ;

N- (2-mMopdosmHoO-5- (nunepuanH-1-ui) okcaszodio [4, 5-b] nupunnu-

6-ui) -6- (1H-nupa30J-4-1J) IMKOJMHaMUT ;

2= (2-MeTunnUpUIUH-4-1J1) —-N- (2-MopdonmHo-5- (munepmuauya-1-

uit) okcasoJio [4, b-b] nupunmu-6-ui) ockcazoj-4-rapbokcaMun;

6-xJ0p—-N- (2-MopdosmHO—-5- (IunepunuH-1-1J) okcaszoJo [4, 5—

b nupunmH- 6-1J1) IMKOJIMHAMAL ;

N- (2, 5-ou (munepnnomH-1-ui) okcasoso [4, 5-b] nupuanH-6-1y) - 6-

(1-MeTmi- 1H-mpasz0i—-4-1Jl) IMKOJIMHAMHUL ;

2= (2-xynopnupunuH-4-wmi) -N- (2, 5—-nu (nunepunuya-1-
10.
J1) okcazoJio [4, 5-b]nupuanH-6-1i) okcaszoj-4-rapOokcaMun;
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(S) -2- (2-MeTunnupuInH-4-1) -N- (2-MopdosmHOo—5- (MMPPOIMIOUH-

11. 3-miaMmMHO) okcasoJio [4, 5-b] nupunmu-6-mj) okcaso—4-

xapbokcamMmun;

6tamvmHo-N- (2-MopdosmmHOoOKCasz0J0 [ 5, 4-b ] nupuonu-5-niu) - [2, 3+
e OUNMPUINH] - 6-KapboKkCcaMmny;

6taMmHo-N- (2-MopdosmmHOTHa30JI0 [4, 5—c]l nupunnua-6-muiu) - [2, 3+
e SUNMpUIuH] - 6-rkapboKkcammy;

6taMHO-N- (2-MopdosmHOoTHaz0J0 [ 5, 4-b | nupunnu-5-umn) - [2, 3+
e OUNUPUIUH] - 6-KapbokcamMmy;

2- (2-MeTunnupunuE-4-wmi) -N- (2-MopdosmHoTHasoJ0 [4, 5-
o bl nupuonH-6-uj1) okcazoJy-4-kapbokcaMmn;

6LtaMmHO-N- (2-MopdosMHOTHaB0JI0 [4, 5-b] nupunouu-6-un) - [2, 3+
re- BUNUPUINH] —6-KapOoKCcCaMm1L,;

N- (2-mopdonmHOoTHAaz30JI0 [4, 5-b] nupuanH-6-11) —6- (1H-nmupasoJ-
L 4-1J1) TUKOJIMHaMAL, ;

3- (4- (aMmHOMETWII) MUNePUIUH-1-1JI) —5-pTop-N- (2-
Lo MopdommHOTHasz0J10 [4, 5-b] nupuanH-6-1j1) OeH3aMum ;

2-(4- (aMMHOME TWJI) IUIlepuIuH-1-mi) -5-pTop-N- (2-
Lo MopdommHOTHa30J10 [4, 5-b] nupnuanH-6-1i) OeH3aMu ;

2- (2-mMeTunnupuaua-4-mi) -N- (2-MopdosmHo—-5- (MunepuamuH-1-
20+ J1) TMasoJio [4, 5-b ] nupuinH-6-1J1) okcaszoy-4-rapbokcaMmy ;

N- (2-mopdonmuo-5- (munepuausa-1-wmi) Tmaszoso [4, 5-b] nupunmu-6-
ot wi) - 6- (1H-nupas0s-4-uJl) IMKOJIMHAMUL ;

N- (2, 5-ou (munepunrH-1-mi1) TuaszoJo [4, 5-b] nupunma-6-mi) —6-
2 (1H-nupas0oJ-4-uil) OIMKOJIMHaMUL ;

N- (2, 5-ou (munepunuH-1-umn) tmazogo [4, 5-b] nupuonH-6-1j) —2-
23 (2-MeTuNnUPUINH-4-1J1) OKCa30J-4-KapBokcaMuny;

N- (2, 5-ouMopodosmHookcasoso [4, 5-b] nupunomnua-6-umu) -2- (2-
24 MeTUINMPUONH-4-1JI) OKCca30oJI-4-kKapbokcamun ;

N- (5- (4-MeTmnnunepasuH-1-mi) -2-MopdonmuHookcazoso [4, 5-
25. bl nupruanH-6-1) —2- (2-Me TUJINUPUIANH-4-1J1) oKCcas3oJ—4-

rapbokcamMmun;
e N- (2, 5-ou (munepunnu-1-mi) okcasoJo [4, 5-b] nupuanya-6-mi) —-2-

(6-MeTOKCUIMPUINH-3-1JI) OKCa30J-4-KapOokcaMu;

-10 -
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N- (2, 5—ou (munepuane-1-wui) okcasoJio [4, 5-b ] nupnonua-6-ui) —2-

21 (2-MeTMIINIUPUINH-3-1JI) OKCcazoJ-4-kapborcaMum ;

N- (2, 5-nou (munepuouu-1-ui) okcasoJo [4, 5-b] nupuouu-6-ui) -2-
28 (2-TMOPOKCUNIMPUOVH-3-WUJI) OKCcasoJi-4-KapBoKcaMny ;

2= (2-mumporCcUnUpUINH-3-1j) ~N- (2-MopdommnHo-5- (munepuanu-1-
% ni) okcasoso [4, 5-blnupuinu-6-ui) okcasoy-4-xapboxkcamun;

N- (2, 5—nou (munepunouu-1-ui) okcaszoJo [4, 5-b ]l oupnonu-6-ui) -2-
30 (6-TUIPOKCUNIMPUONH-3-UJI) OKCa30J-4-KapBokcamMmny ;

2= (2-MeToRCUNUPUINH-4-11) ~N- (2-MopdosmHo—5- (Iunepuanu—1-
S 1) okcaszo0Jyo [4, S-b] nupunouH-6-mj1) okcaszoia-4-kapbokcaMmmun;

2= (2-MeTnnnupuinH-3-wi) ~N- (2-MopdosmMHO—5— (IulepnanH—1—
2 1) okcaszo0Jo [4, 5-b] nupunmuH-6-mj1) okcaszoy—-4-kKapOokcaMun ;

2= (3-MeTmnnupuiuH-4-mi) —N- (2-MopdosmHO—5— (IunepnanH—1-
33 J1) okcazoJio [4, 5-b]nupunuu-6-mi) okcazoy—-4-kapOokcaMmmn;

N- (2, 5-nou (munepuouu-1-ui) okcasoJo [4, 5-b] nupuonu-6-ui) -2-
- (3-MeTMInUPUINH-4-1y) okcazoJi-4-kapbokcaMum ;
. 2= (6-MeTuInupuIuH-3-1i) —N- (2-MopdosMHO-5- (MunepnuanH-1-
39 1J1) okcasz0J0 [4, 5-b] nupuaouH-6-1J1) okcasoy—-4-kKapBokcaMmnn;

6- (1-MeTuin-1H-nupas3oJ-4-wmi) -N- (2-MopdosmHo—5- (IMnepnanH—
30 1-wmy) okcasoJo [4, 5-b] nupunuH-6-1JjI) IMKOJIUMHAMAI ;

N- (2, 5—nou (munepuouu-1-ui) okcaszoJio [4, 5-b ] oupnonu-6-wui) —2-
7 (6-MeTUINUPUIVH-3-1JI) OKCa30J-4-kapborcamMum ;

(S)-N- (5- (3-aMMHOIMPPOJIUIUH-1-1JI) —2—
38. MopdosIMHOOKCa30J10 [4, 5—-b] nupunmuH-6-1i) —2— (2-Me TUJINVPUIVH—

4-1y1) okcasoy-4-kapbokcaMun;

(S)-N- (5- (3-I'MOPOKCUNUPPONIMANH- 1 -1J1) —2—
39. MOpPdOSIMHOOKCA30J10 [4, 5-b] nupunmH-6-1i) —2— (2-Me TUJINVPUINH—

4-1y1) okcasoy-4-kapbokcaMum;

(R) -N- (5- (3-aMMHOIMPPOIUINH-1-1JI) =2~
40. MopdosIMHOOKCAa30J10 [4, 5-b] nupunmH-6-mi) —2- (2-Me TUJINUPUINH—

4-y1) okcaszoJ-4-kapbokcaMnl ;

(R) -N- (5- (3-IrMOpoKCUNIUPPONIMAONH- 1 -1J1) —2—
41. MOpPdOSIMHOOKCA30J10 [4, 5-b] nupunmHa-6-mi) —2- (2-Me TUJINVUPUIUH—

4-y1) okcaszoJ-4-kapbokcaMur ;
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42.

(S) -2- (3-aMuHONUPPOIUIMH-1-11) ~N- (2-MOpdOJIMHO- 5
(munepunmy-1-1) okcasoio [4, 5-b] nupuorH-6-1j1) okcasoJy-4-

xkapbokcaMmn;

43.

(S) -6- (3-TunporcunupposmMamuH-1-ui) -N- (2-MmopbosmHo—5-

(munepunmu-1-1i1) okcasoJio [4, 5-b ] nnpuina- 6-11) IMKOJIMHAMUI ;

44.

(S) -6~ (3-avmHOIMPPOIMINH-1-111) —-N- (2-MOopdbosmHO-5-—

(munepunmu-1-1i1) okcasoJio [4, 5-b ] nnpuonu- 6-11) IMKOJIMHAMUI ;

(S) -2- (3-TuppoxrcunupposmMamuH-1-ui) -N- (2-MmopdosmHo—5-
(munepunnu-1-1i1) okcasogio [4, 5-b] nupuonu-6-1i1) okcasoy-4-

xkapbokcaMmn;

46.

(S) -N- (5-umuronponmi-2-MopdosmHookcasoio [ 4, 5-b ] mupnonH-6-

W) —2- (3-TUOPOKCUNIMPPOINIONH- 1 -1i1) okcazoy-4-kapbokcaMmnn ;

47.

(S) -2~ (3-avmmHOoIMPPOIMINH-1-11) —N- (5-IMKIonpOonmiI-2-
MopdosmmHOOKCcaszoJyo [4, 5-b] mmpunny-6-1J1) okcasz30oJi-4-

rapBOoKcaMmz ;

48.

TUOPOXIIOPUI 2= (2-MerunnmpunnHa-4-ni) -N- (5- (munepnomua-1-
W) —2- (IMpPOJMIONHE-1-1y) okcaz3oJio [4, S-b ] nupuanu-6-

1) okcazoJyi-4-kapbokcaMmua;

49.

TUOPOXIIOPUL N-(2- (2, 6-guMe TMIIMOPOOJIMHO ) —5— (IunepuouH-1-—
1J1) okcazoJo [4, S-bloupunny-6-mj) —2- (2-Me TUJIINNPUINH-4 -

1) okcaszoJy-4-kapbokcaMmua;

50.

TUOPOXIIOPUT N- (2, 5-gu (nunepuaouH-1-uin) Tuazojo [4, 5-

bloupnaouu-6-umn) -6- (1-MeTun-1H-nIupaszo-4-ujl) IMKOJMHaM1Ia ;

51.

6- (1-MeTnyi—-1H-nupaszoya-4-umu) -N- (2-MOopdOIMHO—5- (MUIepUIUH—

1-ui) TMa30J10 [4, 5-b] nupuonH- 6 -1 ) IMKOJIMHaAMUT, ;

52.

TUOPOXIIOPUT N- (2, 5-gu (nunepuaouH-1-uin) Tuazojo [4, 5-
blnupuomu-6-mi) -2- (2-Me THMJINUPUIMH-3-1J1) OKCa30J-4-

rapBokrcammuna;

53.

N-(2-((2S, 6R) -2, 6—O¥Me TUIIMOPOJIMUHO ) —5— (munepunmuH-1-
W) TMas3oJo [4, 5-b] oupuiouH-6-ui) —2- (2-Me TUIOMPpUINH-4 -

WJI) okcasoJi-4-kapOokcaMun;

54.

2= (2-MeTUINUPUINH-3-1J) —~N- (2-MOpbOoNIMHO-5- (IMNepuInH—1-

J1) TMasoJio [4, 5-b] nupnauH-6-uj1) oKcasoi-4-rKapboKkcaMmn ;

2= (2-TUOPOKCUNIMPUIMH-3-UJI) —-N- (2-MopdosmMHO-5- (IunepuimnH-1-

J1) TMasoJio [4, 5-b] nupnauH-6-uJ1) oKcasoy-4-kapbokcaMmn ;

-12 -
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N- (2, 5-ou (munepunne-1-wi) Tnasoso [ 4, 5-b] nupnonya- 6-wmi) -2-

o6 (2-MeToxCcUIMPUIVH-4-1J1) OKCcaz0oJi—4-kapBokcamm ;
2- (6-MeTOoKCHUIMPUIMH-3-1J1) —N- (2-MopdosmHo-5- (munepnomya-1-
o7 1) TMaszoJo [4, 5-b]lnupunnu-6-ui) okcazsoy-4-rapOborcaMun ;
2- (2-MeTorcunUpUIuH-4-1y) —-N- (2-MopdosmHo-5- (MunepuomuH-1-
o8 WJ1) TMaso0J1o (4, 5-b] nMpuaonH-6-1j1) okcasoJl-4-rapBokcaMun ;
(S)-N- (5= (3-dropmunepunuH-1-mi) —2-MopdoamMHOTHAa30JI0 [4, 5—
59. bl mupnouHa-6-mi) —2- (2-Me TUIIIUPUINH-4-1J1) oKCcasoJ-4—
kapbokcaMmn;
2- (6-MeTunnupuanu-3-ui) -N- (2-MopdosmHO - 5- (munepuinua-1-
°0- 1) TMaszoJo [4, 5-b]lnupunnu-6-ui) okcazsoy-4-rapOboKcaMun ;
2- (3-MeTunnupuanH-4-un) -N- (2-MopdosmHO-5- (Iunepuamnu-1-
ot WJ1) TMaso0J1o (4, 5-b] nMpuanH-6-1j) okcasoJ-4-rapBorcaMun ;
(S) -6- (3—aMmHONMPPpOIMIUH-1-1uj) -N- (2-MopdosmHo-5-
oz (munepunna-1-wi) Tmasosio [4, 5-b ] mupruouH- 6-1J1) IMKOJIMHAMUI ;
6 (S) -6- (3-IMIOPOKCUNUPPOIUINH-1-1J1) ~N- (2-MopdosmHO—5-
(munepunnu-1-wi) Tnasosio [4, 5-b] mupuouH- 6-1J1) IMKOJIMHAMUT ;
(S) -6- (3-ammHommppomouya-1-wui) -N- (2, 5-gu (munepuomua-1-
ot 1) TMaszoJo [4, 5-b ] nupuanu- 6-uil) IMKOJIMHAMAL ;
(S)-N- (2, 5—ou (nunepuanu-1-ui) Tuaz3oJio [4, 5-b] oupuouH-6-1J) —
oo 6= (3-IMIOPOKCUIIUPPOIMUAUH-1-1JT) IUKOJIMHAMMIL, }
(S) -2- (3-aMmHONMpPpOIMIuH-1-1uj) -N- (2-MopdosmHo-5-
66. (munepunnu-1-wi) Tmasosio [4, 5-b] mupuouH- 6-1J1) okcaszoJi-4-
kapbokcaMmn;
(S) -N- (5- (3-aMmHOIMPPOIUIONE-1-1i1) —2-MopbosmuoTHasoJo [4, 5-
67. blnoupunuu-6-mi) —2- (2-MeTUINUPUIONH-4-1JI) OKCaszoJ-4—
rapborcaMul;
(S) -2- (3-aMmHOOMpPPpOIUOMH-1-1Jj1) ~N- (5-UIMKIONPpONUI—2-—
68. MopdosmMHOTHAaR0JI0 [4, 5-b ] mupuanH-6-ui) okcasoji-4-
xkapbokcaMmn;
N- (5-umurnonponmi-2-MopdosmHoTHazo0Jo [4, 5-b ] nupunnu-6-wi1) -
°9 2= (2-MeTUNNIUPUOVH-4-1JT) OKCaz0oJi-4-KapboKkcaMm;
(S) -2 (3-TunporcunuppodauInu-1-ui) -N- (2-MopdosmHO—5-
70. (munepunnu-1-wi) Tmasosio [4, 5-b ] mupuouH- 6-1J1) okcaszoJi-4-

rapboxrcaMm;

-13 -
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(S)-N- (5= (3-TMOPOKCUINPPOIIMANH- 1 -1JT) —2—

71. MopdosmHOTHa 3010 [4, 5-b] nupnonu-6-mi1) —2- (2-Me TUINUPUIMH-4—
W) okcasoJyi-4-kapOoKcaMu ;
(S) -N- (5-umrgonponui-2-MopbonmHoTraszoso [4, 5-b] nupunnu-6-
7e V1) =6~ (3-TUOPOKCUNIMPPOIUINH- 1 -1J1) IMKOJIMHaAMUIL, ;
3 (S) -N- (5-umurnonponmi-2-MopdonmHoTHaszoso [4, 5-b] nupuanu-6-
o ni1) —2- (3-TUOPOKCUNIMPPONIMINH-1-1J1) okcaszos-4-kapOokcaMmn ;
(S) =N- (5b-umrsonponui-2-MopbomHoTHasz0J0 [4, 5-b ] nupuanu-6-
74 wi) —6- (1- (2-Ttuppoxkcunponmy) — 1H-nupaszoii-4-uil) IMKOJIMHAMATL ;
(S) =N- (5-1uxJjonponui-2-MopbomHoTHa30J10 [4, 5-b ] nupunnu-6-
75. mit) —2- (1- (2-ruppoxcunponui) —1H-nupasoi-4-ui) okcasoyi-4-
kKapbokcaMun;
N- (5= (3-rMOpoKCUNIMPPONIMANH-1-1J1) —2-MOopdoIMHOTHAa 300 [ 4, 5—
76. bl nupnonu-6-mi) —2- (6-Me TOKCUNIUPUIONH-3-UJI) OKCas30J-4-
KapOoKcaMum;
(S) -N- (5= (3-TumpokCHUNIMPPOIIMOMH=-1-1JT) —2—
77. MopbosmmHOoTHAaz0J10 [4, 5-b ] nupuoua-6-us) -2- (6-Me TOKCUIUPUIUH—
3-mi1) okcaso-4-KapOoKcaMun;
(R) =N- (5= (3-TMIOPOKCUNIMPPONIUIUH-1-1JT) —2—
78. MopbdosmHOTHAaB0JI0 [4, 5-b] nupuinH-6-1iI) —2- (6-Me TOKCUIIMPUINH—
3-mJ1) okcason-4-KapOoKcaMun;
(S) -N- (5= (aserunmu-1-wmi) -2-MopdponmHoTHAaz0J0 [4, 5-
e bl nupnona-6-ui) —6- (3-ITUIPOKCUNIMPPONIMINH- 1 -1JT) IMKOJIMHaMUL ;
N- (5= (3-rmopoxcuazeTunnH—1-mi) -2-MopdosmHOTHa30J10 [4, 5-
80. bl mupnoua-6-ui) —2- (2-Me TUNINUPUAOMH-4-UJI) OKCa30J-4—
KapOoOKCcaMum;
(S) =N- (5= (3-TUOPOKCUIMPPOJIMONH- 1 -1JT) —2—
81. MopbosmHOoTHaz0 0 [4, S-b] nupunnu-6-ui) —5- (2-Me TUINUPUIONH- 4~
ni) TModpeH-2-KapOoKCcaMum;
(S) -N- (5= (3-TMppoKCUNUPPONIUIUH-1-1JT) —2—
82. MopbosmHOTHAa30JI0 [4, 5-b ] nupnanH-6-ui) -5- (2-Me TUJIINUPUINH-4 -
ui) bypaH-2-kapBbokcaMmnm;
(S) -N- (5= (3-IMOPOKCUNIUNEPUINH-1-1JT) =2—
83. MopdbosmHOTHAaB0J10 [4, 5-b] nupuanu-6-ui) —2- (2-Me TUiInupuouH—4-

WJ1) OKkcasoJ-4-rapbokcaMmn;
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N- (5= (4-runpoxcunuiiepuauHa-1-mi1) -2-MopdosmHoTHasoJo [4, 5-

84. bl oupnonu-6-ui) -2- (2-MeTUINUPUINH-4-1JI) OKCa30J-4-
xkapBokcammy
(R) =N- (5= (3-TMOPOKCUNIMPPOJIUOUH-1-1JT) =2~
85. MOPQOMHOTHABO0JIO [4, 5-b] IMpUIMH-6-UJI) —2- (2-Me TUINMPUINH- 4~
JI) okcaszoJ-4-kapOoKcaMuUl;
N- (5= (4-runpoxcunuiepuauH-1-wi1) -2-MopdosmHoTHasoJo [4, 5-
86. bl oupnone-6-ui) -5- (2-MeTUIOUPUINH-4-uJl) dypaH-2-
xkapBokcaMmnz;
N- (5- (azeTmunmu-1-wmi) —2- (OIMnepuOuH-1-1J1) TMasoJo [4, 5-
87. bl mmpnnne-6-mui) —-2- (2-Me TUINUPUIMH-4-UJI) OKCas30J—-4-
rapborcaMmm;
2- (2-MeTniamupuIMH-4-ui) —-N- (2- (nunepuauH-1-1i) -5-
88. (mupponuouH-1-uin) Tuasoso (4, 5-b ] nupuionH-6-u1iI) okcasoa-4-
rapborcamMmm;
2- (2-MeTmianupuInH-4-ui) —N- (2-MopdosMHO - 5— (MMppoInanuH-1-
o9 Y1) TasoJio [ 4, 5-b] nupuanH-6-1J1) okCca3oyil-4-KapOoKkcaMul ;
5- (2-MeTuanupunuH-4-11) —-N- (2-MopdosmHo-5- (Innepuomu-1-
o0 1) TasoJio [ 4, 5-b] nupuauH-6-1i) dypaH-2-kapBoKcaMim;
N- (5- (azenan-1-ui) —2-MopdomHOTHa30J10 [ 4, 5S-b ] nupunuu-6-—
ot W) —2- (2-Me TUIINMUPUOMH=-4-11J1) OKCas0JI-4-kapBoKkCcaMm ;
TUOPOXJIOPUL 2= (2-aMuHOIMPUIMH-4-UJ) ~N- (2-MOpYONIMHO- 5
92. (munepnany-1-1J1) TMa30J10 [ 4, 5-b ] nupuanH-6-1J) okcazoa-4-
rapOokcamMmma;
93 N- (5- (azeTnaoua-1-1i) -2-MopdoamuHOTHAaB0J0 [4, 5-b] nupuanH-6—
W) —=2- (2-MeTUuNnupnouH-4-1i) okcazoyi-4-kapOoKcaMmn ;
(R) =N=- (5= (3-MOPOKCUNINTIEPUIUH—1-1JT) =2~
94. MopbosmHOTMAaB0JI0 [4, 5-b] mupninH-6-1i) —2- (2-Me TUJINUPUOUH-4 -
WJI) OKCas30oJ-4-KapOoKkcaMu ;
(R) -N=- (5= (3-TMOPOKCUNINTIEPUIUH-1-1JT) =2~
95. MopbomHEOTHAaR0JI0 [4, 5-b] nupnonH-6-ui) —-5- (2-MeTUInupuouH-4-
i) pypaH-2-kapBorcaMun;
(S)-6-(1-(2-rumpoxcunponuni) - 1H-nupason-4-ui) -N- (2-
96. MopbommHuo—-5- (munepuanH-1-11) TMaszoJio [ 4, 5-b] nupuonH-6-—

VJT) IMKOJIMHAMUT
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97.

N- (5- (4-droprnunepunuH-1-ui) -2-MOpHOJIMHOTHAB0JIO [4, 5—
bl oupuanHa-6-ui) —5- (2-MeTUInNUpUIuH-4-1i) dypan—2-

rapBokcamMmp

98.

TUOPOXJIOPUI N- (5- (4-dToprnunepunuH-1-ui) -2-
MopdosmHOTHaz0J0 [4, 5-b ] nupunuua-6-ui) -2- (2-Me TUIIUPUIONH-4—

J1) okcazoJi-4-kapbokcaMmna

99.

N- (5- (1-mMeTun-1H-nupaszon-4-ui) —-2-mMopbonuHoTHazoso [4, 5-
bl oupnanua-6-ui) —2- (2-MeTUIINUPUONH-4-1JT) OKCa30JI—4—

rapbokcaMun;

100.

N- (5- (3-¢TopbeHrnmi) -2-mMopbosnmHOTHAa30J10 [4, 5-b ] nUupMIONH—- 6—

W) —2- (2-Me TUMIINNPUINH-4-1J1) OKCca3oJ-4-rapbokcaMum;

101.

N- (5- (4d-Tupopoxcununepuouu-1-mi) —2-MopbonmHoTHazoJo [4, 5-
bl oupuanya-6-ui) —5- (2-MeTUuInupnuIuH-4-umi) dypan—2-

rapbokcamMmun;

N- (5- (3-dTopnunepunuH-1-ui) -2-MOpHOJIMHOTMAB0JIO [4, 5—
bl oupuonya-6-ui) —5- (2-MeTuiInupnuouH-4-wmi) dypan—2-

rapbokcamMmun;

(S)—-N- (5- (3-TMOPOKCUNIMPPONIUANH-1-1j) —2—
MopdosmHookcaszoJo [4, 5-b ] nupunnu-6-muiu) -2- (6-

MeTOKCUIIMPUIONH-3-1JI) OKCa30JI-4-kKapOoKCcaMu ;

104.

N- (5- (3-TMOPOKCUIMPPOIUINH-1-1J1) —2-MOpbOoJIMHOOKCAa30JI0 [4, 5—
bl nupnona-6-mi) —2- (2-MeTUIINNPUONH-4-1J1) OKCa30JI-4—

KapOoKkCcaMu ;

(R) -N- (5- (3-TMOPOKCUIMPPONIUANH- 1 -1 ) —2—
MopdosmHoOKkCcaszoJo [4, 5-b ] nupunnua-6-mi) -2- (6-

MeTOKCUIMPUINH=-3-1JI) OkCa30JI-4-kapOoKcaM1 ;

N- (5- (3-TMOPOKCUIMPPOIUINH-1-1J1) —2-MopdbosMHOOKCa30Jo [4, 5—
b ] mupuonH-6-mJ1) —2- (6-MeTOKCUIIMPUINH-3-1JI) OKCa30JI-4—

KapOoKCcaMu ;

107.

(S)-N- (5- (3-I'MOPOKCUNIMPPONNONH- 1 -1J) —2—
MOpdoIMHOOKCas0J0 [4, 5-b] nupunnu-6-uj) - 5- (2-Me THUINIUPUINH-

A-ug) pypan-2-rapboxcammun;

(S)—-N- (5- (3-TMOPOKCUIUPPONIUANH-1-1J) —2—
MopdosmHOoOKCa30J0 [4, 5-b ] nupuinu-6-mui) -5- (2-Me TUINUPUINH-

4-y1) TnodpeH-2-xkapdoxrcaMmI ;
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N-(5- (azeTunuu-1-wni) -2- (IunepuanHa-1-wui) okcasoJo [4, 5-
bl oupnonu-6-ni) -2- (2-Me TUINUPUINH-4-1JI) OKCas0JI-4-

kapbokcamMmm;

110.

2= (2-MeTunnuMpnInH-4-ui) -N- (2- (munepuanHE-1-ni) - 5-
(muppoymomH-1-wiI) okcasoJio [4, 5-b] nupuionH-6-m1iI) okcasoy-4-

kapbokcamMmm;

111.

5- (2-MeTunnupunuH-4-mi) -N- (2-MopdosmHo—5- (nunepnuanH-1-

M) okcaszoJio [ 4, 5-b] nupuauH-6-1i) dypaH-2-kapBoKcaMUI;

N- (5= (azeTuouu-1-uy) -2-MopbosiMHoOOKCaszoJo [4, 5-b] nupunnu-6-

W) =2~ (2-MeTHUINUPUIANH-4-1J1) OKCcaszoJ-4-kapBokcaMuy;

2= (2-MeTniamvpuIrH-4-us) ~N- (2-MopdosMHO - 5— (MUppoamuanHE-1-

1) okcasoJo [4, 5-b] nupnaomuH-6-1iI) okcaz3oy-4-kapOoKcaMu ;

N- (5= (4-TumporCcUNUIepPUINH-1-1J) -2-MOPdOJIMHOOKCa30J0 [4, 5-
bl mmpnnnu-6-ui) -5- (2-MeTHMIOMPUINH-4-uJl) dypaH—-2—

xkapbokcaMmmI;

115.

(R) =N- (5= (3-TMOPOKCUNIUIIEPUIONH- 1 ~-1JT) =2~
MopbosmHOOKCazoJo [4, 5-b] nupunnu-6-ui) —-5- (2-Me TMIIIMPUIVH-

4-u) pypaH-2-kapOoKkcaMuI;

116.

N- (5= (pypan—-3-wmi) —2-mMopdosmHookcaszoo [4, 5-b ]l nmpunnu-6-

W) —2— (2-Me TMIINUPUOUH-4-1J1) okcasoJ-4-kapbokcaMun ;

117.

N- (5= (3-dTopnunepnanta-1-mi) -2-MopdosmHoOKCaszoJo [4, 5-
bloupuonH-6-mi) —2- (2-Me TWINUPUIKH-4-1J1) OKCa30J—4-

xkapOoOKCaMUI;

118.

N- (5- (d-TunpoxcunmnepunomuH-1-mi) -2-MopdoamuHoOKCa30J0 [4, 5-
bl oupunuH-6-ui) —2- (2-Me TUJINIUPUIVH-4-1JI) OKCazoJi-4—

rapOOKCaMUI;

N- (5- (4-pTopnunepuant-1-mi) -2-MopdosmnHoorcaszogyo [4, 5-
bl oupunuH-6-ui) —2- (2-Me TUJINUPUIVH-4-1JI) OKCaz0oJi-4-

KapOOKCaMUI;

120.

(S)-N- (5- (3—avmHonMOepunuu-1-umn) —-2-MopdosmuoTrazoyo [4, 5-
blnoupnouu-6-1i) —2- (2-Me TMINUPUIKH-4-1J1) OKCaz0J—4-

xkapbokcaMmm;

121.

2- (2-MeTnanupuInH-4-ui) —-N- (2-MopdosmHo-5- (1H-ninpasos-4-

J1) TMasoJio [4, 5-b] nupunnu-6-ui) okcazojyi-4-kapborcaMun ;
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N- (5= (6-dropnupunuH-3-ui) —-2-MopdosmHoTHazoJo [4, 5-
122. b ] nuMpuInH-6-1J1) —2- (2-Me TUJIINIUPUIOVH-4-11J1) OKCas0JI-4—

Kapbokcammin;

N- (5- (3-uopokcu-8-azadbuuukio[3.2.1]oxkTad-8-umyu) -2—
123. MopdosmHOTHAaz0J10 [4, S-b ] nupunomuua-6-ui) —2- (2-MeTUIInupnauH-4—

1J1) okCcaszoJi—-4-kapOokcaMiu ;

N- (2- (3-TuOopokCcUOMUIepUIMH-1-1iI) —5- (IunepunyH-1-
124. W) TMas0Jo [4, 5-b] nupunre-6-1m1) -2- (2-Me TUJINIUPUINH-4 -

UJI) oKcasoJ-4-kapOoKCcaMu ;

2- (2-aueTamuponupunuH-4-ui) -N- (5- (4-IrMIOpOKCUNIUIePUONH- 1~
125. i) —2-MopdosmHoTHaz0J0 [4, S-blnupnouHa-6-ui) okcazoa—4-

KapbokcaMmm;

N- (2- (3-TuopokcununepunmuH-1-mi) —5- (4d-Tuopoxcunmiepnoma-1-
126. 1) TaszoJio [4, 5-b] onpunuH-6-uin) -2- (2-Me TMINUPUONH-4 -

UJI) oKCcasoJ-4-kapOoKkcaMu ;

2- (2-aueTamunonupuiuH-4-ui) -N- (5- (3-IMOPOKCUNIUIEePUONH- 1~

127. ui) —2-mMopdosmHoTHaz0J0 [4, S-blnupnouHa-6-ui) okcazoa—4-
KapbokcaMmm;
TUIOPOXIIOPUL 2- (2-avuHOIUPUIONH—-4-11J1) =N- (5- (3-
128. TUOPOKCUNINIepUINH-1-1) —2-MopbosmHoTHa 00 [4, 5-b] nupuaomH-

6-uJI) okcazoJy-4-kapboxrcammuna;

TUOPOXJIOPUL 5- (2—avmHonupUOuH-4-1y) -N- (5- (4-
129. TUIPOKCUNIMIIEPUINH-1-1J1) —2-MopboIMHOTHa30J10 [ 4, 5—b ] nupunomuH-

6-ui) pypaH-3-kapbokcamMmuua;

TUOPOXIJIOPUL 2- (2-amvuHOIMPUIONH—-4-11J1) =N- (5= (4-
130. TUOPOKCUINIepUINH-1-1) —2-MopbosmHoTHaz0J0 [4, 5-b] nupuaomu-

6-uJI) okcazoJy-4-kapboxcammuna;

TUOPOXJIOPUL 2- (2—amvuHOonUpUIONMH-4-11) -N- (5- (4-
131. broprmnepuoua-1-wi) -2-MopdosmHoTHazoso [ 4, 5-b] nupuonya-6-

1) oKcasoJ-4-kKapObokcamMmuua;

N- (5- (2-¢ropnupunuH-4-uiu) -2-MopdoauHoTrasogo [4, 5-
132. bl nupuona-6-mi) —2- (2-Me TUIIIUPUINH-4-11J1) OKCcaz0J-4—

KapboKcaMmin;

N- (5- (4-dToprnmnepmauna-1-ui) -2— (3-IUMIPOKCUNIUIIEPUINH- 1~
133. wni1) Tuazodio [4, 5-blnupuouba-6-ui) -2- (2-Me TUJINUPUIUH- 4~

1) okcaszoy-4-kapbokcaMmun;

TUIPOXIIOPUL N- (5- (4—ammuOonUNepUOuH-1-mJ) -2- (3—
134. TUIPOKCUNIMIIEPUINH-1-1J1) TMaszoJio [4, S-b] nupuomnu—-6-ui) —2- (2-

MeTIINMPUIMH-4-1JI) okcasoJi-4-kapOokcammua; U

TUOPOXJIOPUL N- (5- (2-rmopoKCHUOMPUIOUH-4-1UJT) —2—
135. MopdomMHOTHAaR0JO [4, 5-b]nupunmu-6-wmi) -2 (2-Me TUJINUPpUINH—4 -

1) okcaszoJyi-4-kapdokcaMmuna;

WK ero papMaleBTHUECKH MpUeMIIeMasi COJlb.
B npyrom BapHaHTe OCYIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTydYEeHUs COeTHHE-
Hust hopmynsl (I) nam ero dapmameBTHIECKH MTPUEMIIEMON COTHM, B KOTOpoM coennHenue ¢opmynsl (1) mpen-
CTaBISCT COOOM
o
| 7 N

V.
O, N _ N

O=<0L
(o] N
_<\N ®

N Uﬁ%.cm
WK ero GpapMareBTUUECKH TPUEMIIEMYIO COJb.
B npyrom BapHaHTe OCYIIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTydYEeHUs COeTHHE-
Ut popmynsl (I) nam ero dpapmameBTHIECKH MTPUEMIIEMON COH, B KOTOpoM coennHeHne ¢opmynsl (1) mpen-
CTaBIsET CO0OM
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B npyrom BapHaHTe OCYIIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTydYEeHUs COeTHHE-
Ut popmynsl (I) nam ero dapmameBTHIECKH MTPUEMIIEMON COTH, B KOTOpoM coennHenne ¢opmynsl (1) mpen-
CTaBIsET cO0OM

O,

(o]
| )—¢ N

WK ero GpapMareBTHUECKH TPUEMIIEMYIO COJb.
B npyrom BapHaHTe OCYIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTydYEeHUs COeTHHE-
Hust popmynsl (I) nam ero dapmameBTHIECKH MPUEMIIEMON COHM, B KOTOpoM coennHenne ¢opmynsl (1) mpen-
CTaBIsET cO0OM
o
| p—¢
o XN

o) NH
/_\N_<\ l\

o

N Vo
B apyrom BapmaHTe OCYIIECTBICHHS HACTOSIIEEe N300PETEHHE OTHOCUTCS K CIIOCOOY MOJIYICHUS COSIIHE-

Ut hopmynsl (I) nam ero dapmameBTHIECKH TMPUEMIIEMON COTHM, B KOTOpoM coennHeHne dopmyinsl (1) mpen-

CTaBiIsIET OO0
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WM ero GpapMareBTHIECKH IPUEMIIEMYIO COJIb.
B npyrom BapmaHTe OCyIIeCTBIEHHS HacTOsAIIee H300pETEeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus ¢opmyisl (1) wam ero dapmareBTHUECKH MpUEMIIEMON coid, B KOTOpoM coeanHenue (opmynsl (1) npen-

cTaBisieT co0oi
g
O X
NH
S A
{—CI

WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300peTeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs COeIIHE-
Hus ¢opmyisl (1) wam ero dapmarieBTHYECKH MpUEMIIEMON coii, B KOTOpoM coeanHenue (opmynsl (1) npen-

cTaBisieT coOoi
g
(@] S
S SN NH
o NI
paae

B npyrom BapHaHTe OCYIECTBICHHS HACTOSIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOJTyYEeHUs COeTHHE-
U popmynsl (I) nam ero dapmameBTHIECKH TTPUEMIIEMON COTH, B KOTOpoM coennHenne ¢opmynsl (1) mpen-

cTaBisieT co0oi
<9
fe) N
S X NH
o N I
paae

WA ero (papManeBTHIECKU IPUEMIIEMYIO COTIb.
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B npyrom BapmaHTe ocyliecTBIEHHS HacTosIIee H300peTeHHE OTHOCUTCS K CIIOCO0Y IOJTydEeHUs! COeIIHE-
Hus ¢opmyisl (1) wam ero dapmareBTHYECKH MpUEeMIIEMON coid, B KOTopoM coeanHenue (opmyinsl (1) npen-

CTaBisIET cOOOM
=]
fe) >
L0
N\
~

Jlanasie MC (Macc criekTp), IpeACcTaBIeHHBIE B IpUMepaX, ObLUTH MOMYyYEHBI ¢ MCTIOIh30BAaHUEM MPHUOO-

@

poB:

cucrema API 2000 XKX/MC/MC/TpoiiHo#i KBafpyHOJIBHBIH,

cuctreMma Agilent (1100),

Technologies/2KX/MC/DVL/ueTBepThBOaHOBOM U cucTtema Shimadzu XKXMC-2020/4eTBepTHBOTHOBO.

Janusie SIMP, mpencTaBieHHbIC B NMPUMEPax, ObLIM MOJNYYEHBI C HCIOJIb30BaHHMEM mpubopa 'H-SIMP:
Varian 300, 400 u 600 MI'1.

CoxkpaleHns1, NCIOIb3yeMbIe BO BCEM ONMCAaHUH, MOKHO CYMMHPOBATh B HACTOSIIEM JOKYMEHTE Jajiee C
yKa3aHHE WX KOHKPETHBIX 3HAYCHUH.

°C - rpanyc llenbcus;

O - fenbTa;

% - TIPOIICHT;

Ac,0 - yKCYCHBIN aHTUAPHUTI,

(Boc),0 - Boc anrumpu;

VIIUP.C - YITUPEHHBIN CHHTIICT;

CDCl; - geiiTepupoBaHHEII XJIOPOPOPM;

CH,Cl,/DCM - muxiopmeraH;

JAM® - mumerundopMamu;

JAMCO - numeruncynbhoKcus;

DIPEA/DIEA - N,N-Iuu30nponI3 THIaMUH;

DAST - tpudTopua I3THIaMHUHOCEPHI,

DMAP - nuMmeTninaMuHO MUPUIUH;

JAMCO-dg - netitepupoBannsiii JJMCO;

1 - nybuer;

I - 1yonet ay0neTos;

EDCI-HCI - ruapoxmopun 1-(3-1uMeTHIaMHHOTIPOITIII)-3-KapOoJUIMHUIA;

EtOAc - sTriarerar;

EtOH - staHoun;

Fe - mopomok xenesa;

T - TpaMM;
H unu H; - Bogopox;
H,O - Bona;
HATU - rekcadropdocdar 1-[Ouc-(qumermnamuno)merwieH]-1H-1,2,3-rpuazono[4.5-bnupunuamii
3-okcHaa;

HOBt - 1-ruapokcudeH30Tpra3olr;

H,S0, - cepHas kucnora;

HCI - xnopuctoBo1opogHas KHCIOTa WIM THAPOXIOPHIHAS COIIB;
9 - 9acHl;

I' - repiy;

BDXX - BEIcOKOA(peKTHBHAS JKUIKOCTHAST XpoMaTorpadus;
J - KOHCTaHTa CBSI3BIBAHUS,

K,COs; - kapOoHAT Kanus;

KOAC - anterar kanus;

KNO; - HuTpar kanus;

LiOH - ruapoxcu TuTHs;

NaHMDS - 6uc-(TpuMeTHIICHITIIT)aMU ] HATPHS;
MeOH/CH;0H - meranou;

MMOJIb - MIJUTAMOJIE;

M - MonpHBIiL;

MJT - MAJUTHIIATD;

MT, - MUJUTUTPAMM;

M - MyJIbTHIUICT;

MM - MUJUTHMETP;
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MI 1 - merarepi;

MC (ES) - Macc-CIeKTpOCKOIHSI-3IICKTPOPACIBIICHHUE;

MUH - MHHYTEHI;

NaH - rugpua Hatpus;

NaHCO; - buxapOoHaT HATpHS;

Na,SO; - cynbdar HaTpus;

NH,CI - xmopug aMMOHUS;

N, - azor;

SIMP - crieKTpOCKOMHUS SACPHO-MAarHUTHOTO PE30HAHCA;

Pd(PPh;),Cl, - auxnopuz 6uc-(tpudenundocdun)nammanus(ll);

Pd(OAc), - quarnerat naniajuvs;

Pd(dppf)Cl, - muxmopun 1,1'-0uc-(nudenundocduno)peppouen)namanus(ll);

KT - komHaTHas TeMneparypa;

C - CHHIJICT;

TBAF - ¢pTopun TeTpa-H-OyTHIaMMOHHUS;

TEA - TpudTHIIaMUH;

TOYVY - tpudropykcycHast KUCIIOTA,

TCX - ToHKOCTOIHAas XpoMaTorpadus;

TI'® - rerparuapodypaH;

TOYVY - tpudropykcycHast KUCIIOTa,

T - TPUIUIET;

Zn(CN), - nuaHu] IMHKA.

CoeIMHECHHS 0 HACTOSIIEMY U300PETEHUIO MOTYT OBITh TIOJYYCHBI C TOMOIIBIO CIIOCOOOB CHHTETHUCCKOM
XMMHH, TIPUMEPBI KOTOPBIX MOKa3aHbI B HACTOAIIEM MOKyMeHTe. CleyeT y4ecTh, YTO IMOCICIOBATEIBHOCTh
CTamuil B crmoco0ax MOXKET OBITh PAa3HOM, UTO pearcHTHI, PACTBOPUTEIH U YCIOBHS PEaKIUH MOXKET OBITh 3aMe-
HEHBI Ha T€, KOTOPHIE CIIEIHMATIHHO YKa3aHbI, U YTO PEaKIHOHHO YyBCTBUTEIFHBIC TPYIIITBI MOTYT OBIThH 3aIlIHIIIC-
HBI ¥ TTOIBEPTHYTHI yIAIEHUIO 3aIIUTHI, IT0 MEpe HEOOXOTUMOCTH.

OO0mmii MOIX0J K CHHTE3y HEKOTOPBIX COSAMHEHMM o01er GopmMyibl (iX) moKa3aH Ha CXeMax, MPeICTaB-
JIeHHBIX gajnee. Kak ucmonp3yercss B HACTOSIIEM JTOKyMEHTe, Ha TIPEACTaBICHHBIX Jajee cxeMax TepMuHsl Z, Y,
R;, Ry, Ry, m, n u p mpencraBisioT coboi Bce BO3MOXKHBIC 3aMECTHTENH, OMMCAHHBIC IS COCAMHCHUS
dhopmysr (1).

Cxema 1
K,CO4 N AN

Ay C,H;0CS,K A N s—& |
I:L s = _<N NZ X
N CH;l1

H,N NT My nEpHAMH, 110°C N X iy
0 (i)
Q= OH nmu Br A=OnmS Y T NH
X=Hum Cl K/
i TI®D,75°C | Rs)r
Y=CH, win
(6]
. Af\\;ENOZ aeneamias HNO;,
i NO;  AcOH. 100°C
PN A AN ANO2 AR 100°C [ A
E A WAL LT
Kol i R, NTONTX ®or NN

b W (iv)

Zn,NH,Cl | Tro

o @/(R.)n
OH H Ry,
P AN (viii) YHDN{AﬁN\r(@_( .
P N—<\ | Se \N PR O
2

Y,
> / P
(R,,,)f NTONT TR, EDCL  (Ry)m
) (vii) HOBt, DIPEA, (ix)
IM®D

[TepBrIit 00mMit MOIX0 K CHHTE3Y COeANHEHNUH 001eit hopmyisl (ix) is mokas3aH Ha cxeme 1. CoennHenue
(opmysl (i1) MOXKET OBITH HOJIYYEHO UCXOAS U3 COSANHEHUS GOpMYIbI (1) MyTeM B3aUMOJACHCTBUS C STHIIKCAH-
TaTOM KaJIMs B MOJXOJSIIEM PacTBOPUTENE, TAKOM KaK IIMPUAMH, ITPH MOBHIIIEHHOH Temneparype. CoennHeHue
dhopmybl (i) TP ATKWIAPOBAHWH METHITHOAMIIOM, UCIIONB3Ysl OCHOBAaHUE, TAKOe KaK KapOOHAT KaJIHs, MOXKET
Jath coenquHeHne Gopmynsl (iii), KOTOpOe MOXKET OBITh TIOJBEPTHYTO HYKJICODMIHPHOMY 3aMEIICHHIO C TOIXO0-
JISITAM HYKJIe0(HIIOM ¢ TIoJTydeHrueM coeanHeHus popmyisl (iv). CoequHenune ¢GopMyisl (iv) IpU HUTPOBAHUH
MOXeT naTh coenuaenue Gopmydsl (v). Coemuaenune GopMyIbl (V) MOXKeET ObITh TOABEPrHYTO peakimnu Cy3yKu
C TIOY4YeHHEM COeIMHEHHUsT GOPMYIIBI (Vi), KOTOPOE TIPH BOCCTAHOBJICHUH TOIXOSAIIMMH BOCCTaHABIMBAIOIIIH-
MU areHTaMH, TAKUMHU KakK Zn | XJOPHU aMMOHHS, MOXKET JIaTh coeanHeHne Gopmyisl (vii). Coequnenue ¢hop-
MyJbl (Vi) MOXKET OBITh MOJBEPrHYTO aMUJHOW KOHJICHCAIMH C IOIXOMSIIMMH KHUCIOTHBIMH COCIMHEHUSMH
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dhopmynsl (Viii), UCTIONB3Ys CTAaHIAPTHBIC aMUJIHBIC KOHJICHCUPYIOIIHNE areHThI, U3BECTHBIC B IUTEPATypE, C IMO-
JYYCHUEM COCIUHCHHE (POPMYIHI (iX).
IIpomexxyTouHbIe COETHMHEHUSI
IIpomexyrounoe coemunenue 1. Cunte3 Tper-Oytun (5-(4,4,5,5-terpamermn-1,3,2-nuokcaboponan-2-
W) IMPUINH-2-1T)KapbamaTa

Cranus 1. [Tonyuenne tper-0yTuia (5-6pomrmpuanH-2-nmi)kapbamara.

K pactBopy 5-0pommupuans-2-amuHa (5,0 T, 28,901 mmons) B DCM (50 M) mobasnsmu DMAP (5,28 T,
43,351 mmous) u Boc anrunpun (7,56 T, 34,682 mMons) n nepemermBaiy npu KT B Tedenne Houn. PactBopu-
TeJb OTTOHSIM W OYHIIAIK C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha cuimkarene 60-120, ucmons3ys B Ka-
yecTBe AmoeHTa 30%-HbIi STHIAIETaT B TeKCaHe, MOJTydasl YKa3aHHOE B 3aT0JIOBKe coeauHeHue (5,5 T, 69,62%).

'H SIMP (CDCls, 300 MI'n): & 8,327-8,320 (x, 1H), 8,10 (yump. c, 1H), 7,92-7,89 (n, 1H), 7,76-7,73 (nx,
1H), 1,55 (c, 9H).

KXMC: m/z: 217,0 (M-Boc)".

Cramuss 2. Tlomydyenme Ttper-OyTmn (5-(4,4,5,5-terpamerui-1,3,2-nrokcaboposiaH-2-1in)MTAPUIAH-2 -
nin)kapbamara.

B repMmeTrndeckn 3akpbITYyI0 MPOOHPKY MOMENIanu TpeT-0yTwin (5-Opomrupunun-2-un)kapdamar (5,0 T,
0,18315 mmomn), 4,4,4:4;5,5,5;5"-okramernn-2,2'-6u(1,3,2-mnokcadboponan) (6,02 r, 23,8 MMoJIb) 1 ameraT Ka-
mus (5,38 mr, 54,945 mmons) B 1,4-nrokcane (50 mi1) ¥ mpoayBanu aproHoM B TedeHue 10 muH. JloGaBisum
Pd(dppf)Cl, (669 mr, 0,915 mmons) u HarpeBasu npu Temreparype 100°C B Teuenue 2 4. PacTBopurens otro-
HSUTA ¥ OYMIIAIN C IOMOIIBI0 KOJIOHOYHOH Xpomarorpaduu Ha cunukarene 60-120, ucrnonas3ys B Ka4eCTBE IT0-
enta 40%-HBIH dTHIANIETAT B TEKCAHE, MMOJTy4Yasl yKa3aHHOE B 3aroyioBke coenuuenue (5,0 T, 85,32%).

[TpomexyrouHoe coeaunenue 2. Cunre3 Tpet-OyTHi (6-kapbamonii-[2,3'-0unmpuanH]-6'-mi)kapdamaTa

H
N__O
i N ;\N E/ T<
N7
=

Cramus 1. [Tomydenne 6-OpoMIMKOIMHAMUIA.

Hcnonp3ys Te ke cample YCIOBHS pEakIUH, KOTOPBIE OIHCAHBI [UIs CTaAuu 6 IpuMepa
1,6-0pOMIIMKOIMHOBYIO KUCIOTY (2 T, 9,9 MMOJIh) MOIBEpTaId B3aUMOICHCTBUIO C XJIOPUAOM aMMOoHus (787 mr,
14,851 mmoup), ucnons3yst EDCI-HCI (2,8 1, 14,851 mmons), HOBt (2,0 r, 14,851 mmons) u DIPEA (3,8 1,
29,750 mmois) B IM® (10 mut), 9To naBajio ChIpoi mpoayKT. [lomydeHHBIH CBIPOH MPOAYKT OYHUILAIH, HCIIOJb-
3ys KOJOHOYHYIO xpomarorpaduro Ha cuimkarene 60-120, ¥ coemUHEHUE SITIOUPOBATH, HCIONB3YsS 50%-HbIi
STHJIAIETAT B TCKCAHE B KAYECTBE TFOCHTA, C TIOIYYCHUEM YKa3aHHOTO B 3aroiioBke coequaenus (2,0 r, 100%).

'H SIMP (CDCls, 300 MI'n): & 8,18-8,16 (x, 1H), 7,7,63-7,56 (M, 2H), 5,80-5,60 (ymmp. c, 2H).

Cranus 2. [Tonyuenue tper-0yTui (6-xkapbamowt- [2,3'-Ounupuaun]-6'-mm) kapoamaTa.

Hcnonp3yss Te ke camble YCIOBHS pEaKIUH, KOTOPBIC OIUCAHBI JUIS CTaJAud 7 TpuMepa
1,6-6pommukonmaamuy (2,0 T, 9,95 MMmoinp) monBepranu B3ammozelcTBuio ¢ Tper-Oytmi (5-(4,4,5,5-
TeTpameTui-1,3,2-mmokcaboponan-2-wi) TUpUInH-2-1)kapbamMaToMm (IpoMexxyTounoe coemuHenuwe 1) (3,8 T,
11,94 mmons), ucnonn3ys kap6onatr Hatpus (3,2 T, 29,85 mmonb) u Pd(PPh;3),Cl, (363 wmr, 0,5 MMonb) B
1,2-numeTtokcudTane (10 M), 4TO MaBano chipoit MpoayKT. [ToydeHHBIH CHIPOH MPOIYKT OYHUIIATIH C TIOMOIIIBIO
KOJIOHOYHOW XpomaTorpadun Ha cuiukareie 60-120, ucrmons3ys 2%-He1i MetaHor B DCM B kadecTBe 3IIOCH-
Ta, IOJTy4asi ykazaHHOE B 3arojioBke coequnenue (2,8 r, 90,3%).

'H SIMP (CDCl;, 300 MI'm): & 8,908-8,901 (u, 1H), 8,30-8,26 (ax, 1H), 8,18-8,16 (1, 1H), 8,09-8,06 (x,
1H), 7,97-7,68 (M, 3H), 7,26 (¢, 1H), 5,70-5,60 (c, 1H), 1,55 (c, 9H).

KXMC: m/z: 259,1 (de-TpeT-OyTnin).

IIpomexxyrouHoe  coeguHeHue 3. Cunres  6-(1-(terparnapo-2H-nupan-2-un)-1H-nupaszon-4-
WT)TUKOJIMHOBOW KHUCIIOTHI

Cramus 1. [Tomyaenne metun 6-(1-(terparunpo-2H-nupan-2-wn)- 1 H-iupason-4-wmm)nukomHaTa.

Hcnonb3yst Te ke camble YCJIOBHS PEaKIUH, KOTOPbIE OMMCAHBbI IUIA cTamuu 7 mpumepa 1, meTun 6-
opommukommHaT (900 Mr, 4,166 MMOJIB) MOABEpraid B3auMOJACUCTBUIO C l-(TeTparuapo-2H-mupan-2-mm)-4-
(4,4,5,5-tetpameruin-1,3,2-quokcaboponan-2-un)-1 H-mupazonom (1,39 1, 5 MMomb), ucnonb3ysi kapOboHAT Ha-

-22 -



038748

tpus (1,324 r, 12,49 mmons) u Pd(PPh;),Cl, (339 mr, 0,416 mmoib) B 1,2-mumerokcudtane (10 mir), 4To qaBaiio
ChIpoil IPoaAYKT. [TomydeHHBIH CBIPOl MPOIYKT OYHUIATIH C TIOMOIIBI0 KOJOHOYHON XpoMaTorpaduu Ha CHIIHKA-
rene 60-120, nucronp3ys B KauecTBe 3mroeHTa 30%-HbIi STHIaneTaT B FeKCaHe, NoTydas yKa3aHHOE B 3aT0JIOBKE
coexquaenue (450 mr, 38%).

KXMC m/z: 288,1 (M+1)".

Cramus 2. [Tomydenune 6-(1-(terparuapo-2H-nmupan-2-nn)- 1 H-mupa3or-4-uin) MMKOTUHOBON KUCIOTHI.

PactBop Metun 6-(1-(terparuapo-2H-mupan-2-win)-1H-tupazon-4-win)nukonmuara (450 mr, 1,567 MMoib)
u ruapokcua sutus (500 mr, 7,839 mmoins) B cMecn TT'®@/metanon/H,O (10 mn/4 mn/1 M) mepemMemBamy mpu
KT B Teuenwue 2 4. PeaknimoHHYIO CMECh TIOKHUCIISUTH TUMOHHOM KUCIIOTON U 3KkcTparupoBam DCM (2x100 mi),
CYIIVJIH Hal Cynb(haToM HATPUS M PACTBOPHUTENb OTTOHSIN, YTO JABAJO yKa3aHHOE B 3aroJIOBKE COCIMHECHHE
(300 mr, 70%).

KXMC: m/z: 274,3 (M+1)".

[Tpomexyrounoe coeaunenue 4. Cunres 6-(1-metmi-1H-nupa3on-4-um)IMKOIMHOBOH KUCIOTHI

Cramus 1. [Tomyaenne met 6-(1-metni-1H-mmupa3on-4-uin)nuKoauHaTA.

Hcnone3ys Te ke caMble YCIOBHS PpEaKINH, KOTOpPBIE OMHMCAaHBl M CTaauu 7 mpuMepa |, mMeTun
6-6pommukommHAT (3,5 T, 16,28 MMoITE) MoaBeprav B3auMoaeucTuio ¢ 1-mermn-4-(4,4,5,5-rerpamermn-1,3,2-
nmuokcaboponan-2-un)-1H-mupazonom (4,06 r, 19,53 wmmoins), ucmonb3ys kapbonar wHatpus (5,177 T,
48,846 mmonb) u Pd(dppf)Cl, (1,328 r, 1,628 Mmomns) B 1,2-numeTokcudTane (20 MiT), 9TO AaBaio CHIPOM MPO-
nyKT. [TonmydeHHBIH ChIpOH MPOAYKT OUYMIIAIH C TOMOIIBIO KOJIOHOYHOM Xpomarorpaduun Ha cuinkarene 60-120,
UCTIONB3Ys B KadecTBe daroeHTa 30%-HbIl dTHIaLeTaT B TeKcaHe, Moydasl yKa3aHHOE B 3ar0JIOBKE COCANHEHHUE
(1,21, 33,9%).

KXMC mv/z: 218,2 (M+1)".

Cranus 2. [Tonyuenne 6-(1-meruin-1H-nmpasosn-4-ua)MMKONTNHOBON KHCIOTHIL.

Hcnone3ys Te e caMble YCIOBHUS PEaKIH, KOTOPHIC OTMCAHBI IS CTaIUH 2 TOIYYEHHUS IPOMEXYTOTHOTO
coenuHeHUs 5, 6-(1-metun-1H-mupa3zon-4-mn)nmukoIMHOBY 0 KUCIOTY (1,2 T, 5,529 MMOJIB) MOABEpTany THIPO-
TU3Y, UCTIONB3YS TUAPOKCH TUTHs (696 Mmr, 16,58 mmons) B cmecu TI'®D/meranon (8/2 muin) npu KT B Teuenue
2 4, momy4ast yka3aHHOe B 3arojioBke coeguaenue (900 mr, 80,3%).

KXMC: m/z: 204,0 (M+1)".

[Mpomexyrounoe coenunenue 5. Cunres 3-(4-(((Tper-OyToKCHKapOOHHIT)aMHHO))METHII ) TUIIEPUINH- | -11)-

5-bTOpOCH30WHOW KHUCIOTHI
F

HO.
O
“Boc

(@)

Cramuss 1. Tlomyuenme wmetun  3-(4-(((Tper-OyTOKCHMKapOOHWMII)aMUHO )METHII)TUTICPUIAH- | -1T)-5-
¢dropbenzoara.

Hcnonp3yst Te jxe caMble YCIIOBHS PEeaKIMH, KOTOPBIE OIMMCaHbl Ui cTaguu 4 npumepa 12, metni 3-6pom-
5-propbenzoar (100 wmr, 0,429 MMonb) NOABEprajM B3aWMOAEHCTBHIO C TpeT-OyTHN (TUNEpUAnH-4-
wimermin)kapbamarom (110 mr, 0,515 mMois), ucrons3yst kapoonar nesus (209 mr, 0,643 mmois), XantPhos
(14 wmr, 0,025 mmoms) u Pdy(dba); (8 mr, 0,0085 MmMoinb) B Toiryose (5 MiT), 9TO JaBajio Chipoi mpoaykr. [Tomy-
YEeHHBIH CHIPOI MPOIYKT OYMIIAIN C TOMOLIBIO KOJIOHOYHOH Xpomarorpadun Ha cuimkarene 60-120, ucnoib3ys
2%-ub1it MeTaHon B DCM B kadecTBe 3/II0€HTa, OTydast yKazaHHoe B 3arojioBke coequuenue (110 mr, 70,06%).

KXMC 94,13%, m/z = 367,5 (M+1)".

Cramus 2. [Nomyaenue 3-(4-(((Tper-OyTOoKCHKapOOHIIT)aMIHO )METHIT ) TUTIEPUIUH- | -11)-5 - TOpOSH30MHO T
KHCIIOTHI.

PactBop meTun 3-(4-(((TpeT-0yTOKCHKapOOHUI)aMHHO )METHI ) TUIIepUANH- 1 -1 )-5-pTopdenszoara (110 mr,
0,02 mmom), ruapokcuaa autus (5 mr, 0,104 mmons), metanona (3 mi), TT'® (2 mur) 1 Boas! (1 M) mepemerm-
By nipu KT B Teuenne 1 4, noakucisimm ¢ nomousto 2H. HCI, pacTBopHTeNs OTTOHSIN U OT(QUIETPOBHIBAIH
TBEpPAOE BELIECTBO, YTO JaBajo ChIPOH MpoaykT. [IpoaykT 3aTtem ounmanu ¢ nmomouisio nper. BOXX, noxyuas
yKa3aHHOE B 3arojioBke coequnaenue (105 mr, 100%).

KXMC mv/z: 353,4 (M+1)".

[Mpomexyrounoe coenunenue 6. Cunres 2-(4-(((Tper-OyToKCHKapOOHMIT)aMHHO))METHII ) TUIIEPUIHH- | -11)-
5-bTOpOCH30WHOW KHUCIOTHI
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Cramusts 1. Tlomyyenme wmermn  2-(4-(((Tper-OyTOKCHKapOOHMI)aMHHO)METHI)TUIEPUINH- | -11)-5-
¢dropbenzoara.

Hcnonp3ys Te e caMble YCIOBHSA PEaKIMH, KOTOPHIE OMMCAaHBI Uit craguu | mpumepa 11, mermn
2,5-mudropbenzoar (1 1, 4,6 MMONL) TOABEPTamd B3aUMOJCHCTBUIO ¢ TpeT-OyTun (NMUTIEpUINH-4-
nnmetnin)kapoamatom (803 mr, 4,6 MMOJIB), UCTIONB3Ys KapOboHaT kanwus (1,289 mr, 9,3 mmons) B IM® (10 M),
npu Temrieparype 90°C B TedeHHe HOUYH, YTO AABAJIO CHIPOH MPOAYKT. [TomydeHHBIN CHIPOM MPOIYKT OYHUIIIAIHN C
TTOMOIIBIO0 KOJIOHOYHOUW XpomMarorpaduu Ha crmkarene 60-120, ucmonb3ysl dTUIAIETaT B TeKCaHe B KauecTBe
JJTIOCHTA, MoJTydast yKazaHHoe B 3arosioBke coenuaenue (300 mr, 20%).

'H SIMP (JIMCO-dg, 400 MT'nr): & 7,38-7,28 (m, 2H), 7,16-7,12 (m, 1H), 6,90-6,85 (t, 1H), 3,80 (c, 3H),
3,13-3,10 (1, 2H), 2,87-2,84 (M, 2H), 2,64-2,58 (1, 2H), 1,67-1,64 (1, 2H), 1,40 (c, 9H), 1,26-1,09 (M, 2H).

KXMC mv/z: 367,3 (M+1)".

Cranus 2. [Tonyuenne 2-(4-(((TpeT-OyToKCHKapOOHMIT)aMHHO )METHI ) TUIIEPUINH- 1 -11)-5-hTopOeH30iHOM
KHCJIOTHI.

Hcnonp3ys Te ke caMble YCIOBUS PEaKIMK, KOTOPBIC OTMCAHEI UTS CTaIUU 2 TOJYYCHUS IPOMEKYTOTHOTO
coequHeHUS 5, MeTHI 2-(4-(((TpeT-0yTOKCHKapOOHIIT)aMHHO )METH ) TMNepUANH- 1 -11)-5-propoenzoar (300 mr,
0,819 MMomb) TOABEpramM THIPOIU3Y, HUCHONB3ys Truapokcua yutus (172 wmr, 4,098 mmons) B cMmecH
TIr' ®/meranon/H,O (5 mur/1 min/0,5 m), mpu KT B Tedenue 2 4, monydas ykazaHHOE B 3aroJIOBKE COEIMHEHUE
(220 mr, 77%).

'H AMP (JIMCO-dg, 300 MI'n): & 7,86-7,83 (m, 1H), 7,74-7,70 (m, 1H), 7,55-7,54 (M, 1H), 7,01 (ymmp. c,
1H), 3,11-3,08 (M, 4H), 2,93-2,89 (1, 2H), 1,87-1,83 (1, 2H), 1,70-1,60 (ymup. ¢, 1H), 1,40 (c, 9H), 1,35-1,30
(M, 2H).

KXMC m/z: 353,4 (M+1)".

[Ipomexyrounoe coequnenue 7. Cuares 2—(6-MeTOKCI/IHI/IpI/Ié[I/IH-3-HH)OKC&SOH-4—Kap6OHOBOﬁ KHUCIIOTBI
O H

>
No X

Cramus 1. [Tomydenune 3tun 2-(6-¢hTopmupuanH-3-mr)okcazon-4-kapOoKcuara.

Hcnonp3ys Te ke caMmble YCIOBUS PEaKIWU, KOTOPHIC OMUCAHBI I ctamuu 7 mpumepa 1, 2-drop-5-
(4,4,5,5-rerpamernin-1,3,2-muokcadopoian-2-um)mupunud (200 mr, 1,41 MMOJb) OABEPTain B3aUMOJICHCTBUIO
c oTHn 2-XJopokcazon-4-kapbokcwiatom (298 wmr, 1,70 mMmomnb), mcnome3yst kapOoHart Hatpus (451 wr,
4,25 mmonb) u Pd(PPh;), (289 mr, 0,332 mMmons) B cMecH 1,2-mumerokcudtan/Boaa (15/3 mut), 4ro gaBajio chl-
poii poaykT. [TomydeHHBIH CHIPO MPOIYKT OYHUIIAIN C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHITUKarese
60-120, ncrione3ys 20% >TraneTaT B TeKcaHe B Ka4eCTBE AIMIOCHTA, IONTydas yKa3aHHOE B 3aTOJIOBKE COEIITHE-
aue (200 mr, 59,8%).

Cramus 2. [Tomydenune 2-(6-MeTOKCUITUPUIUH-3-HIT)0KCa30J1-4-KapOOHOBOW KUCIIOTEHI.

Hcnone3ys Te e caMble YCIOBHUS PEakIiy, KOTOPBIE OTMCAHBI IS CTaIUH 2 TOIYYEHUS IPOMEXYTOTHOTO
coenuHeHUs 5, >TIN 2-(6-PTopmupuanH-3-1mi)okcazon-4-kapookcmiat (300 mr, 0,127 MMOITL) TTOIBEPTATH THI-
ponu3y, ucnods3ys ruapokcu mutus (160 mr, 3,91 mmons) B cmecu TT'®d/meranon/Boaa (5/1/2 mm), nmpu KT B
TeueHue 2 4, Mojydas yKasaHHoOe B 3arosioBke coeanHenue (160 mr, 57,3%).

'H AIMP (JIMCO-de, 300 MI'n): & 13,5-12,5 (ymmp. ¢, 1H), 8,85 (c, 1H), 8,80-8,79 (x, 1H), 8,26-8,23 (1z,
1H), 7,02-6,99 (a1, 1H), 3,95 (c, 3H).

KXMC m/z =221,1 (M+1)".

[MpomexyrouHoe coeaunenune 8. Cunre3 2-(2-MeTHIITUPUIUH-3 -HIT)0OKCa30J1-4-KapOOHOBOI KHCIIOTHI

N

~

o7 ‘o

Cramus 1. [Tomydenune 3tun 2-(2-MeTHIIMTAPUINH-3 -1T)0Kca301-4-kapOoKcHiara.

Hcnone3ys Te ke caMble YCIOBHSA PEaKIWH, KOTOPBIE OMUCAHBI UL cTaauu 7 mpumepa 1, 2-meTtwin-3-
(4,4,5,5-tetpamerun-1,3,2-guokcaboponan-2-um)mupuaua (1 r, 7,09 MMOib) MoaBepraiii B3aMMOICHCTBHUIO C
T 2-XJI0OpoKkcazon-4-kapookcmnarom (1,86 1, 0,851 mmonb), ucmonb3ys kapOoHaT Hatpus (2,25 T,
21,2 mmoue) u Pd(dppf)Cl, (289 wmr, 0,332 mmonn) B cMmecu 1,2-nuMerokcndTan/Bona (30/6 mir), 9To gaBaio
CBIpOii POAYKT. [1omydeHHBIH CBIPO MPOIYKT OYHUIIATIH C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpaduu Ha CHIIHKA-
rese 60-120, ucnionb3yst 20% >TUnaneTaT B TeKcaHe B Ka4ecTBe AJIIOCHTA, Toy4yasl YKa3aHHOE B 3ar0JIOBKE CO-
enunenue (1 1, 59,8%).

Cranus 2. [Tonyuenne 2-(2-MeTHIIHPHINH-3-HIT)0KCa3051-4-KapOOHOBOH KUCIIOTHI.

Hcnonp3ys Te ke caMble YCIOBUS PEaKIMK, KOTOPBIC OTMCAHBI TS CTaIUU 2 TOJYYCHUS IPOMEKYTOTHOTO
COeMHEHUs 5, 9THA 2-(2-MEeTHIMHPHUIUH-3-1IT)0Kcazoi-4-kapookemnat (1 r, 4,3 MMOIIb) OABEpTrail THAPOIIHU-
3y, UCTIONB3Ys THapokcun autus (542 mr, 12,9 mmons) B cmecu TT'd/Bona (25/4 mu) npu KT B Teuenue 2 ,
MOJTyJast yKa3aHHOE B 3arojioBke coequaenue (550 mr, 62,5%).
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'H AIMP (JIMCO-dg, 400 MT'my): & 13,3 (¢, 1H), 8,96 (c, 1H), 8,64-8,62 (mn, 1H), 8,32-8,03 (mn, 1H), 7,47-
7,44 (x8, 1H), 2,86 (c, 3H).
KXMC m/z = 205,0 (M+1)".
IMpomexyrounoe coeaunenune 9. Cunres 2-(2-ruApoKCUIINPUANH-3-1IT)0KCa301-4-KapOOHOBON KHCIOTHI
N._OH

E;[(/N 0
OﬁOH

Cramus 1. [Tomydenne 3tun 2-(2-¢hroprnupuanH-3-ur)okcazon-4-kapOoKcuara.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl I cTaguud 7 TmpuMmepa 1,
(2-¢broprmpunuH-3-mn)6opoHoByI0 kuciaoty (400 mr, 2,83 MMOJB) TOJIBEpTaad B3aWMOJICHUCTBUIO C DTHI
2-xJ10poKcazon-4-kapbokcunaroM (596 mr, 3,40 MMoIIb), HCTONB3ysl kKapOooHaT HaTpus (902 mr, 8,51 MMomb) U
Pd(dppf)CI, (115 wmr, 0,141 mmois) B cMecH 1,2-auMerokcudTan/Bona (25/4 mit), 9To JaBaJIO CHIPOW MPOIYKT.
[Noy4eHHBIH ChIpO MPOIYKT OYMILAIH C TIOMOIIBIO KOJIOHOYHOHM Xpomarorpadun Ha cunmkaresne 60-120, wc-
HoJB3ysl B KadecTBe dioeHTa 30%-HBIH ATHIAleTaT B TeKCaHe, IoJydas yKa3aHHOE B 3aroJIOBKE COEAMHECHHUE
(400 wmr, 60,6%).

'H SIMP (JIMCO-d, 400 MI'ny): & 9,11 (c, 1H), 8,64-8,59 (M, 1H), 8,48-8,47 (x, 1H), 7,62-7,59 (m, 1H),
4,38-4,33 (x8, 2H), 1,35-1,32 (1, 3H).

Cranus 2. [Tonyuenne 2-(2-ruApOKCUITUPUANH-3-1IT)OKCa301-4-KapOOHOBOI KHCIIOTHI.

Hcnonp3yst Te ke camble YCIOBUSI PEaKLMH, KOTOPbIE OMHCAHBI IS CTAJANH 2 MOJIYYEHHs MPOMEXYTOUYHOTO
coenuHeHUs S5, 3TUI 2-(2-propnmpuanH-3-wmi)okcazon-4-kapookcunat (400 mr, 1,69 MMOIb) MoABEprand THII-
PONN3Y, HCTIONIB3YS THApoKcHa autus (213 mr, 5,07 mmoins) B cmecn TT'®D/Boma (10/2 mn), mpu KT B Teuenue
2 4, momy4ast yka3aHHOE B 3arojioBke coeguaenue (250 mr, 71,6%).

'H AMP (JIMCO-dg, 400 MI'n): & 13,3-12,9 (ymmp. ¢, 1H), 12,4-12,2 (¢, 1H), 8,81 (c, 1H), 8,20-8,17 (ax,
1H), 7,68-7,66 (nx, 1H), 6,41-6,37 (1, 1H).

KXMC m/z =207,1 (M+1)".

[Ipomexyrounoe coequaenne 10. CunTe3 2-(2-TUAPOKCUTTUPHINH-S5-MIT)0KCa301-4-KapOOHOBOM KUCIIOTHI

o) A OH
= [ \N O
HO™ N

Hcnonp3yst Te ke camble YCIOBUSI PEaKILiH, KOTOPbIE OMHCAHBI IS CTAJANH 2 MOIYYEHHs POMEXYTOUHOTO
coeauHenus 5, atun 2-(6-gropnupuans-3-mir)okca3on-4-kapOoKkcuiar (MPOAYKT CO CTaauu 1 TOJTydeHus mpo-
MEXyTO4HOro coeauHenust 7) (400 mr, 1,69 MMmoip) moaBepragd THIPOJH3Y, MCIOIB3YS THAPOKCHUI JHUTHS
(400 wmr, 10,3 mmomnb) B cmecu TI'®/Boza (2/2 M), mpu KT B TedeHnue 2 9 ¢ HOIyYEHHEM CHIPOTO YKa3aHHOTO B
3arosioBke coeaunnenus (300 mr).

KXMC m/z =207,1 (M+1)".

[Ipomexyrounoe coequaenue 11. Cuare3 2-(2-MeTOKCUTTUPHUINH-4-1IT)0KCa301-4-KapOOHOBON KHUCIOTHI

HOMO
Q N/)\GIO\
=N

VYka3aHHOE B 3aroJI0BKE COCJMHEHHE TTOJTy4allH, UCIIOJb3Ys TAKHE JKE YCIOBUS PEaKIUU U PEareHThl, KaK 1
B CIIOCO0€, OTIMCAaHHOM JUISI CHHTE3a IPOMEKYTOYHOTO COSAMHEHHS 7.

'H SIMP (JIMCO-dg, 300 MI'ny): & 8,38 (c, 1H) 8,34-8,32 (n, 1H) 7,53-7,52 (n, 1H) 7,33 (c, 1H) 3,91 (c,
3H).

KXMC m/z = 221,1 (M+1)".

[IpuBeneHHBIC HIKE TMPOMEKYTOUYHBIE MPOAYKTHI IMOTYyYalOT C MCIIONB30BAaHHEM COOTBETCTBYIOIIMX pea-

TE€HTOB B COOTBETCTBUM CO CXEMOM, MPECTABICHHON BBIIIE JIJISl TOJIYYEHUS! TPOMEKYTOUHOTO COETMHEHUS 8.
[IpoMexy ToUuHOE

CTpyKTypa XapaKTepnUCTUUECKME OaHHEEe
coenqmHeHMne Ne.

H saAMP  (OMCO-dg, 300 MIu): &
13,3 (ymmp. c, 1H) 8,97 (c,1H)
12 iy N o 8,64 (c,1H) 8,58-8,57 (m,1H)

O\HOH 7,86-7,84 (m,1H) 2,62 (c,3H).
XXMC: m/z=205,0 (M+1)", BI%X:
98, 44%.
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H sAMP (OMCO-dg, 300 MIm): &

Q on |13/3 (yvmmp. c,1H) 9,03 (c,1H)
8,88 (c,1H) 8,24-8,20 (m,1H)
13 W’zf
[ Xy 0 7,46-7,43 (m,1H) 2,54 (c,3H).
N AXMC: m/z=205,1 (M+1)*, BO9XX:

97,33%.

IMpomexyrounoe coenuHenue 14. Cunres (S)-2-(3-((TpeT-OyTOKCHKapOOHMIT)aMHHO ) TUPPOIHINH- 1 -

WIT)OKCa301-4-KapOOHOBON KHCIIOTHI
Bec

o] S,NH
Ho\”,ﬁ;f>“N<:]}

o

Cramust 1. Tlomywenme otun (S)-2-(3-((Tper-OyTOoKCHKapOOHIIT)aMHHO ) TUPPOIHINH- | -1T)0KCca3011-4-
KapOOKcHIaTa.

CmMmech atmn 2-xnopokca3oi-4-kapookcunar (100 mr, 0,5698 mmonsb), Tper-Oytuia (S)-muppoiauauH-3-
mikapbamata (127 mr, 0,6837 mmoins), DIPEA (0,284 M, 1,4245 mmons) u JIM® (5 M) HarpeBaiu mpu TeMIIe-
patype 120°C B Teuenue 2 4. PeaknnoHHyr0 Maccy racuiu JieAsHOH BogHOU U skcTparuposaan DCM. Pactso-
pHUTEIH OTTOHSIIN, UTO JaBajio YKa3aHHOE B 3arojoBke coenuuaenue (170 mr, 91,89%).

KXMC m/z =270,1 (M-tpet-6yTrn+1)".

Cramqus 2. TTony4enwue (S)-2-(3-((Tper-O6yTOKCHKaPOOHIIT)aMUHO )TUPPOTAAMH- | -FIT)OKCa30I1-4 -
KapOOHOBOM KHCIIOTHI.

Hcnonp3ys Te ke caMble YCIOBUSI PEaKIH, KOTOPbIE OMUCAHBI VI CTAANH 2 MOIY4YEHHs MPOMEXYTOUHOTO
coempeHust S5, ot (S)-2-(3-((TpeT-0yTOKCUKapOOHUIT)aMUHO )TUPPOTHINH- | -HIT)0KCa30.1-4-KapOOKCHIIAT
(170 mr, 0,5224 MMmomb) IOABEPTaNy TUAPOIN3Y, UCHOAB3Ys Tuapokcun autus (33 mr, 0,7837 Mmomb) B cMecH
TT'®/meranon/Bona (10/1/2 mi), npu KT B Teuenue 12 4, momyvast ykazaHHoe B 3arosioBke coeaunenue (150 wmr,
96,77%).

KXMC m/z = 242,0 (M-tpet-6yTun+1)".

[Mpomexyrounoe coemunenne 15. Cunte3 (S)-2-(3-((TpeT-OyTHIAMMETHICHINII)OKCH ) TUPPOIUIUH- 1 -

MIT)0KCa301-4-KapOOHOBOH KUCIOTHI
Q $,O0TBDMS
erJ[ﬁ>‘NC:TL

OH

Cranus 1. Iomyuenne atun (S)-2-(3-ruapOoKCUIIHPPOIUANH- 1 -niT)okca3on-4-kapOoKcuiara.

Hcnonp3yst Te jxe caMmble yCIOBHS PeaKLUH, KOTOPBIE OMUCaHbl Ha CTaIUK | TOIydeHUs] IPOMEXKYTOYHOTO
coenuHeHUs 14, 3T 2-xiopokcazon-4-kapookcunat (500 mr, 2,8490 MMOJIb) TIOIBEPTaI B3aUMOJIEHCTBHUIO C
(S)-mupponuaun-3-omom (298 mr, 3,4188 MMoIIb), HCTIONB3Ysl kKapOoHaT HaTpus (453 mr, 4,2735 mmoinb) B JIM®D
(10 M), uTO MABaNO yKa3aHHOE B 3aroyioBKe coeanneHue (535 mr, 83,07%).

KXMC m/z =227,1 (M+1)".

Cramuss 2. Tlomyuenue »Tmin (S)-2-(3-((TpeT-OyTHIAMME THIICHIIAI )OKCH ) TUPPOIUINH- | -FIT)0KCa3011-4-
KapOOKcHIaTa.

Hcnonp3ys Te ke caMble yCIOBHS PEaKkInH, KOTOpbIe OMHMCAHbI AJs cTaauu 2 npumMepa 41, stun-(S)-2-(3-
THAPOKCHIMPPOIUINH- 1 -nir)okcazon-4-kapookcmnar (535 mr, 2,3672 MMOJb) MOJABEPrajid Peakiy BBEICHUS
3aUTHEIX rpymm, ucnonb3ys TBDMC xnopun (429 wr, 2,8407 mMoins), umunason (396 mr, 5,8072 MMoub) u
DMAP (29 wr, 0,2367 mmons) B IM® (5 mu), npu KT B Teuenue 2 v, 4To AaBano ceipoil mpoaykr. [lomyuen-
HBII CBHIPOH MPOJYKT OYMIIAIHM C ITOMOILIbI0O KOJIOHOYHON Xpomarorpaduu Ha cuimkarene 60-120, ucnons3ys
20%-HbIH THIAIIETAT B TEKCAHE B Ka4ECTBE IIIOCHTA, MONydasl YKa3aHHOE B 3arojioBke coennHeHne (520 wmr,
64,5%).

KXMC m/z = 341,2 (M+1)".

Cramus 3.  Tlomydgenme  (S)-2-(3-((TpeT-OyTHIAMMETHUIICHINI)OKCH ) TUPPOITUAH- | -1 )0KCca301-4-
KapOOHOBOM KHCIIOTHI.

Hcnonp3ys Te ke caMble YCIOBUSI PEaKIH, KOTOPbIEC OMUCAHBI VI CTAANH 2 MOIYYEHHs MPOMEXKYTOUHOTO
coenuHenust 5, ot (S)-2-(3-((TpeT-OyTHIIAMMETHIICHITIIT)OKCH ) TUPPOIIHINH- | -HiT) 0OKcaz0i1-4-kapOoKcuiiaT
(520 mr, 1,5294 Mmomb) moABepraiy ruApoIN3y, UCHOAb3Ys Tuapokcun autus (97 mr, 2,2941 mMmomb) B cMecH
TT'®/meranon/Bona (10/5/5 mi), npu KT B Teuenne 2 4, monmyyasi ykasaHHOE B 3aroyioBke coequnenue (350 wr,
73,37%).

'H SIMP (CDCls, 400 MTI'n): & 7,88 (c, 1H), 4,55-4,50(c, 1H), 3,75-3,60 (M, 3H), 3,5-3,4 (z, 1H), 2,05-1,90
(M, 2H), 0,9 (c, 9H).

KXMC m/z=313,1 (M+1)".

[Ipomexyrounoe coenunenue 16. Cunres 2-(1-(terparunpo-2H-mupan-2-wmn)- 1 H-mupason-4-wmm)okcazon-
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4-kapOOHOBOM KHCIIOTHI
O, =N
}ﬁ />"§Fq o
v U
OH

Cramus 1. Ilomyyenme  ostun  2-(1-(terparmapo-2H-nupan-2-wuin)-1H-nupason-4-umm)okcazon-4-
KapOOKcHIIaTa.

Hcnonp3ys Te ke caMble YCIOBHUS PEaKIHH, KOTOPHIE OMMCAHBI Ui cTaguu 7 mpumepa 1, 1-(terparumpo-
2H-nupan-2-un)-4-(4,4,5,5-rerpamerii-1,3,2-nuokcaboponan-2-mn)-1 H-mupazon (273 mr, 0,982 mmonb) mon-
BEprajii B3aUMOJIEHCTBHUIO C ATHII 2-XJI0OpoKcaszon-4-kapookcmmarom (125 mr, 0,892 MMoIIh), HCTIONB3YS KapOo-
HaT Hatpus (283 wmr, 2,676 mmons) u Pd(dppf)Cl, (65 mr, 0,089 mmons) B cMecu 1,2-auMeTOKCHITaH/BONIA
(5/1 M), 9TO HaBayto CHIpOU MPOAYKT. [T0ydIeHHBIH CHIPO TPOAYKT OUYMINAIH C IIOMOIILI0 KOJIOHOYHOH XpoMa-
Torpadun Ha cuimkarene 60-120, ucrons3yst 20%-HbIil STHIALETaT B TeKCaHEe B KayeCTBE JJIIOCHTA, MOJIydast
yKa3aHHOE B 3arojioBke coequaenue (200 mr, 43,9%).

KXMC m/z=292.3 (M+1)".

Cramus 2. Ionyuenue 2-(1-(terparmapo-2H-mupan-2-um)-1H-nmpazon-4-mir)okca3on-4-kapOOHOBOH Ku-
CJIOTHI.

Hcnone3ys Te e caMble YCIOBHUS PEaKIiy, KOTOPBIE OTMCAHBI IS CTaIUH 2 TOIYYEHHUS IPOMEXYTOTHOTO
coenuHeHust S5, atmn 2-(1-(terparumpo-2H-nmupan-2-un)-1H-mpazon-4-um)okcazon-4-kapookcunar (200 wr,
0,784 MMoJIb) TIOABEpTajM THUAPONN3Y, HCIONB3ys ruapokcun jutus (50 mr, 1,176 mmons) B cMecH
TIr' ®/meranon/Boaa (5/2/1 mu), mpu KT B Teuenne 1 4, momydasi ykazaHHOE B 3arojioBke coenuHenue (206 mr,
100%).

KXMC m/z = 263,9 (M+1)".

[Mpomexyrounoe coeaunenune 17. Cunres 5-(2-meTunanupuanH-4-mi)tnodeH-2-kapOoHOBOH KUCIOTHI

CH
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Cranus 1. [Tonmyuenne metnn 5-(2-MetunrmmpuanH-4-mi)trodeH-2-kapOokcuiiara.

Hcnonp3yst Takue ke yCIOBUS peakluy, KaKue ONMCaHbl Ha cTaauu 7 npuMepa 1, Metun S-OpoMTrodeH-2-
kapOokcmiar (460 mr, 2,08 MMOJb) MOJABEpraiyl B3aMMOACUCTBHIO ¢ 2-MeTmin-4-(4,4,5,5-terpamerun-1,3,2-
nmuokcaboponan-2-uwn)mupuauHoM (680 mr, 3,10 MMonb), uconb3ys Kanus kapooHat (576 wmr, 4,17 MMOb)
TBAB (100 mr, 0,310 mmous) 1 Pd(dppf)Cl, (108 mr, 0,1538 mmons) B cmecu auokcan/Boaa (10/3 mi), aro ma-
BaJi0 CBHIPOM MPOAYKT. [loaydeHHBIH CHIPOH MPOAYKT OYHIINAIU C TOMOIIBIO KOJOHOYHOH XpoMarorpaduu Ha
cunukarene 60-120, uconsiyst 50%-HbIH dTHIaeTaT B TeKCaHe B KadeCTBE DJIIOCHTA, MONydas yKa3aHHOE B
3arojioBke coenuaenue (552 mr, 91%).

KXMC m/z =234,0 (M+1)".

Cranus 2. [lonyuenne 5-(2-merunmupuanH-4-min)TnodeH-2-kapOoHOBOW KUCIOTHI.

Hcnonp3yst Te ke caMble YCIOBUSI PEaKILH, KOTOPbIE OMHCAHBI IS CTAJANH 2 MOIY4YEHHs MPOMEXYTOUHOTO
coeauHenus 5, 5-(2-metnnmupunuH-4-mwn)Tuoden-2-kapookecunar (550 mr, 2,36 MMOJIb) ITOABEpraiy THAPOIIHU-
3y, UCTIONB3ys runpokcua mutus (200 mr, 4,72 mmoinb) B cmecu TT'd/meranon/Boaa (10/5/5 min), mpu temnepa-
type 50°C B TeueHue 15 MuH, noydasi ykazaHHOE B 3arosoBke coeanHenue (501 mr, 97%).

KXMC m/z = 220,0 (M+1)".

IIpomexyrounoe coequnenue 18. Cunres 5-(2-MeTunmupuIuH-4-mi)dypaH-2-kapOOHOBOH KHCIOTHI

f A OH
| = O O
N~

Cranus 1. [lomyuenne metnn 5-(2-mMetuinmumpuani-4-un)dypan-2-kapOokcuara.

Hcnonp3ys Takue e YCIIOBHS peakiiy, KaKue OIHMCaHbl Ha cTaguu 7 npumMepa 1, metnin 5-6pomdypan-2-
kapOokcmnat (214 mr, 1,0406 MMomnb) moaBepranu B3auMOACHCTBUIO ¢ 2-meTmi-4-(4,4,5,5-tetpameruin-1,3,2-
nuokcaboponan-2-unm)mupuauaoM (340 mr, 1,561 Mmons), ucmonb3ys kamus kapOoHat (288 mr, 2,08 MMoIb)
TBAB (50 mr, 0,156 mmoinp) u Pd(dppf)Cl, (54 mr, 0,078 MMoinb) B cmecu muokcan/Bona (10/3 min), 94To maBaio
CBIpO# TpoaAyKT. [ToTydeHHBIH CHIPO MPOIYKT OYHUIIAIN C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpadun Ha CHITUKa-
rene 60-120, ucrions3yst 50%-HbIH dTHIAETAT B TeKCAHE B KAYECTBE ITIOCHTA, MOTydast yKa3aHHOE B 3ar0JIOBKE
coexquaenue (301 mr, 89%).

KXMC 100%, m/z =217,8 (M+1)".

Cranus 2. [lonyuenne 5-(2-metunnupuauH-4-mn)dypaH-2-kapOOHOBOH KHUCIOTHI.

Hcnonp3yst Te ke camble YCIOBUSI PEaKLiH, KOTOPbIE OMHCAHBI IS CTAJANH 2 MOIY4YEHHs MPOMEXYTOUYHOTO
coesuHenus 5, MeTwil S5-(2-mMetunmupuanH-4-nn)pypan-2-kapookcunatr (300 mr, 1,38 MMounb) noaBeprany ruj-
ponu3y, ucnonb3ys ruapokcu autus (116 mr, 2,76 mmois) B cmecu TI'®@/meranon/Bona (10/5/5 mi), mpu TeM-
neparype 50°C B teuenue 0,25 4, mony4as ykazaHHOE B 3arojioBke coenuaeHue (260 mr, 92,8%).
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KXMC 100%, m/z = 204,1 (M+1)".
[Mpomexyrounoe coexuuenue 19. Cunres 2-(2-((TpeT-0yTOKCHKapOOHHI)aMHHO))TUPHINH-4-H1IT)0KCa30J1-

4-xapOOHOBOM KHUCIIOTHI
Boc
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Cramuss 1. Tlomywenme  stun  2-(2-((TpeT-OyTOKCHKApOOHMI)aMHHO TUPUINH-4-HIT)0KCa30I1-4-
KapOOKcHaTa.

Hcnonb3yst Te ke camble YCIIOBHUS PEaKLUM, KOTOPbIE OIMCaHBI JUIl cTaauu 7 mpuMmepa 1, Tper-Oyrmin
(5-(4,4,5,5-terpamerui-1,3,2-nrokcaboponan-2-un)nupuanH-2-mi)kapdamar (487 mr, 1,5223 mmoins) moxasep-
rajy B3aMMOJCHCTBHIO C ATHII 2-XJIOpoKca3on-4-kapookcunaroM (165 mr, 1,1710 MMmoI1b), ucnons3yst kapOoHaT
Hatpus (373 wr, 3,5131 mmone) u Pd(dppf)Cl, (43 mr, 0,0585 mmonp) B cMmecu 1,2-AMMETOKCHITAaH/BOJA
(10/5 M), yTo naBano ceIpol MPOIYKT. I1orydeHHBIH CHIPOH MPOAYKT OYHINAIN C OMOIIBIO KOJIOHOYHOM Xpo-
MaTorpaduu Ha cumkarene 60-120, uconb3ys B kauectBe dmroeHTa 30%-HbIH 3THIAlleTaT B TeKCaHe, IMorydas
yKa3zaHHOE B 3arojioBke coeguaenue (200 mr, 43,9%).

KXMC m/z = 278,0 (M+1-tper-6yTHmn) .

Cramus 2. Ilomyuenue 2-(2-((TpeT-0yTOKCHKAapOOHWI)aMHHO ))ITUPUANH-4-HIT)0KCca30J1-4-KapOOHOBOW KH-
CJIOTHI.

Hcnonp3ys Te ke caMble YCIOBUSI PEaKIIH, KOTOPbIEC OMUCAHBI VI CTAANH 2 MOIY4YEHHS MPOMEXKYTOUHOTO
coenuHeHust 5, atun 2-(2-((Tper-0yTOKCHKapOOHMII)aMUHO )TUPUINH-4-1IT)oKca3on-4-kapookcwnar (145 wr,
0,4349 MMmoIb) monBeprany TUApoNn3y, Ucnonb3ys 10%-Hblid pacTBOp ruapokcuaa Hatpust (1 M) B cMecH
TT'®/meranon/Bona (10/5/2 min), npu KT B Teuenne 10 muH, mosydasi yKazaHHOE B 3arOJIOBKE COEAMHECHHE
(75 mr, 56,81%).

KXMC mv/z: 250,0 (M+1-de-Tpet-6yTum) .

[Mpomexyrounoe coeaunenune 20. Cunres 2-(2-aneTaMuI0IUPHINH-4-11)0KCca3011-4-KapOOHOBOH KUCIIOTHI
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Q ==
HO\'H: N/}_"CN
G

Cranus 1. [lonyuenne stun 2-(2-aneTaMuI0TUpUITH-4-1IT)OKca30-4-KapOoKcHIaTa.

Hcnonp3yst Te e caMble yCIOBHS PEakliH, KOTOpbIe ONMMcaHbl sl ctanuu 7 mpumepa 1, N-(5-(4,4,5,5-
TerpameTui-1,3,2-nnokcadboponan-2-wn) nupuauH-2-mwn)anetamun (2,78 r, 10,04 MMoab) moaBepraiu B3auMo-
JIEUCTBUIO C 3THN 2-XJOpokca3on-4-kapookcunataoMm (1 T, 7,09 MMoib), ucmonb3ys kapoonat Hatpus (106 wmr,
21,2 mmoue) u Pd(dppf)Cl, (259 wmr, 0,354 mmonn) B cMmecu 1,2-nuMerokcudTan/Bonaa (30/5 mi), 9ro maBaio
CBIpO# TpoAyKT. [ToTydeHHBIH CHIPO MPOIYKT OYHUIIAIN C MIOMOIIBI0 KOJIOHOYHON XpoMaTorpadun Ha CHITUKa-
rene 60-120, ucrions3yst 50%-HBIH dTHIAETAT B TeKCAaHE B KAYECTBE DITIOCHTA, MOMydast yKa3aHHOE B 3ar0JIOBKE
coexuaeHue (680 mr, 36%).

KXMC m/z: 276,3 (M+1)".

Cranus 2. [Tonydenue 2-(2-alieTaMAAOTHUPUANH-4-FT)OKCa30J1-4-KapOOHOBOH KHCIIOTHI.

Hcnonp3yst Te ke camble YCIOBUSI PEaKLiH, KOTOPbIEC OMHCAHBI IS CTAJANH 2 MOJIY4YEHHs MPOMEXYTOUHOTO
coefnHenus S5, oTuia 2-(2-aneTaMuIONUpHINH-4-1i1)oKca3on-4-kapookcmiar (500 mr, 1,81 MMous) noaBepranu
THIPOJIN3Y, UCNONB3Ys TuApokcun autust (84 mr, 2 Mmoib) B cMecn TT'®d/meranon/Boaa (10/1/5 mu), npu KT B
TedeHue 4 4, mosrydasi ykazaHHOE B 3aroyioBKe coennHerue (360 mr, 81,08%).

KXMC m/z: 248,1 (M+1)".

[Ipomexyrounoe coequnenue 2 1. Cunres 2-(2-aMHHOTTUPUTUH-4-HIT)0KCa301-4-KapOOHOBOM KUCIOTHI
NH;

P
Ho\((N)“CN
O

Hcnonb3yst Te e caMble YCIOBUSI PEaKIHH, KOTOPbIC OMUCAHBI IS CTAJANHU 2 MOIYYEHHS MPOMEKYTOUHOTO
coenuHeHUs 5, aTui 2-(2-areTaMuIoTPUINH-4-11)0Kca30-4-kapOokcuiaT (MIPOIYKT CO CTaauu 1 TOTydeHus
npoMexyrodnoro coeauaenus 20) (900 mr, 3,27 MMOIB) TIOBEPTAIH THIPOIN3Y, UCTIONB3YS THIPOKCH]T JTUTHUS
(329 wmr, 7,85 mmous) B cmecu TI'®@/meranon/Bona (30/1/5 mun), npu KT B Teuenne 4 4, moiyyast ykasaHHOE B
3aroyioBke coequnenue (750 mr, 96%).

KXMC m/z: 206,2 (M+1)".
[TpomexyrouHoe coeaunenue 22. Cunres S-(2-aneraMuaonupuInH-4-1i)pypan-2-kapOOHOBOI KHCIOTHI

/4 |
HOGCC
o N NHAC

=N
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Cranus 1. [Tonyuenne Metnn 5-(2-aneramugonupuaua-4-wmn)dypan-2-kapOookcuiara.

Hcnonp3yst Te e caMble yCIOBHS PeakiiH, KOTOpbIe ONMMcaHbl st ctanuu 7 mpumepa 1, N-(5-(4,4,5,5-
TerpameTni-1,3,2-nnokcadboponan-2-wn)nupuauH-2-mwn)anetamun (1,91 r, 7,317 MMoab) moaBepraiu B3auMo-
JEUCTBUIO ¢ MeTHI S-OpoMdypan-2-kapbokcmnarom (1 T, 4,87 MMonb), ucnosb3ys kapbonar Hatpus (1,54 T,
14,61 mmomnp) u Pd(dppf)Cl, (178 mr, 0,243 mmoib) B cMecH 1,2-mumeTokcuaTan/Boaa (20/4 mi), py Temmiepa-
Type 80°C B TeueHue 3 4, 9TO AaBaAJIO CHIPOH MPOAYKT. [10TydeHHBINH CBIPOW MPOIYKT OUHINAIH IMTyTeM (hIdti-
xpomatorpadun, uCTonb3ys 35%-Hbli 3THIALETAT B TEKCAHE B Ka4ECTBE JJFOCHTA, MOJIy4Yasl yKa3aHHOE B 3aro-
noBke coequaenue (451 mr, 35,6%).

KXMC mv/z: 261,1 (M+1)".

Cranus 2. [Tomyuenne 5-(2-aneramunonupuani-4-un)dypan-2-kapOoOHOBOH KHCIOTHI.

Hcnonp3yst Te ke camble YCIOBUSI PEaKLiH, KOTOPbIE OMHCAHBI IS CTAJANH 2 MOIY4YEHHs MPOMEXYTOUHOTO
COeIMHEHUS 5, 3T 2-(2-anetaMuIonupuIuH-4-mi)okca3on-4-kapookcmiat (450 mr, 1,73 MMoIb) moaBepraim
THAPOJIN3Y, UCTIONB3Ys ruapokeua utus (73 mr, 1,73 mmons) B cmecn TI'®@/meranon/Boaa (10/5/5 mu), mpu KT
B T€UEHHeE 2 4, T0JTy4asi yKa3aHHOE B 3arojoBke coequnenue (396 mr, 93,17%).

KXMC m/z: 247,2 (M+1)".

[Ipomexyrounoe coequaenne 23. Cunte3 2-(2-MeTHIMHPUIUH-4-1IT)0KCca30J-4-kapOoKkcamuia

O\ NH,
=
N. =

K pactBopy 2-(2-mMetnnmupuanH-4-mi)okcazon-4-kapoonoBoir kuciotel (WO 2011/043371) (0,25 T,
1,22 mmomp) B JIM® nmobarnsmu xnopun ammonust (0,131 r, 2,45 mmons), EDCI-HCI (0,351 1, 1,83 MMmomb),
HOBT (0,248 1, 1,83 mmonn) u DIPEA (0,790 1, 6,12 MMonb). PeakiimonHyio cMech TiepeMeIInBalId B TEUCHUE
12 9 mpu KOMHaTHOW TemriepaType u pa3dapisin EtOAc, mpoMbIBaIM HACHIIEHHBIM COJIEBEIM PAacTBOPOM M
cymmn Hag Na,SO4 1 KOHIIEHTPUPOBAIIH C MOJIy4YeHHEM YKazaHHOTo B 3aroyioBke coenuHenus (0,180 T, 75%) B
BHUJIC TBEPJOTO BEIIECTBA OEJIOTO IIBETA.

'H SIMP (300 MI', CDCLy): & 8,65 (x, 1H), 7,81-7,79 (m, 2H), 7,72 (1, 1H), 7,65 (c, 1H), 2,55 (c, 3H);

MC (ES): m/z: 204 (M+1)"; BOXKX: 93,5%.

IIpumepsr
Ipumep 1.
6'-AMuHO-N-(2-MopdomHOOKCcazon0[4.5-bnupuaun-6-nin)-[2,3'-onnupuauH]-6-kapookcamMu g
7 N
NH N
o<1
Nt NN \

NH,

Cramus 1. [Tomydenune okcazono[4.5-b]mupunua-2-THONA.

PactBop 2-amuHommpuanH-3-ona (5,0 T, 45,45 Mmmons) u atunkcanTaTa kanus (8,0 T, 49,99 MMonb) B miH-
puauae (50 M) HarpeBanm npu Temnepartype 110°C B Tedenne Houn. Peakimonnyto cMech oxmaxnanu go 0°C,
JI00aBIsIH JIeIHYI0 Boay M moakucisiiy koHil. HCl. Teepmoe BemecTBO GMIBTPOBAIN U CYIITHIIA B BaKyyMe C
MOJIy9YeHNEM YKa3aHHOTO B 3aroyioBke coenuHeHus (6,0 t, 86,95%).

'H IMP (MCO-d, 300 MI'n): & 8,24-8,22 (n, 1H), 7,90-7,87 (n, 1H), 7,30-7,26 (m, 1H).

KXMC m/z: 153,0 (M+1)".

Cramus 2. [Tomrydenne 2-(MeTHITHO)oKcazono[4.5-b Jnupuauna.

B nepememmBaemsbiii pactBop okcazono[4.5-b]mupunnn-2-trona (3,0 T, 19,73 Mmoss) B ITHIAanIETaTE
(30 mur) noGaemsim kapooHat kamwus (3,81 r, 27,62 mmonbe) u metunioaua (3,08 r, 21,71 MMOIb) U IepeMEIITH-
By ipu KT B Teuenne Houn. PeakimonHyto cmech pa3odasisiian Bogor (100 M), SKCTparupoBaiy STHIIALETaT
(2x50 mur), cymmmi Haj Cynb(aToM HATPUS W KOHIEHTPHUPOBAIM C IMOJYICHHEM YKa3aHHOTO B 3aroJIOBKE CO-
enunenus (3,0 T, 93,75%).

'H SIMP (CDCls, 300 MI'n): & 8,46-8,44 (x, 1H), 7,71-7,68 (z, 1H), 7,20-7,15 (m, 1H), 2,81 (c, 3H).

KXMC mv/z: 167,0 (M+1)".

Cranus 3. [Tonydyenue 2-mopdonuHookcazono[4.5-b|mupuanna

K pactBopy 2-(MeTmnTro)okcasono[4.5-b Jmupuauna (2,0 t, 12,12 mmons) B TT'® (5 mur) mobasnsim Mop-
¢hommu (5 Mur) 1 HarpeBanu npu TemrepaType 75°C B TedeHHe HOYH. PaCTBOPUTENh OTTOHSIIM C TIOJydeHUEM
yKa3aHHOTO B 3arojioBke coenuHenus (2,0 r, 83,3%).

'H SIMP (JIMCO-dg, 300 MI'n): & 8,20-8,10 (n, 1H), 7,80-7,70 (n, 1H), 7,15-7,00 (M, 1H), 3,75-3,72 (M,
4H), 3,63-3,52 (M, 4H).

KXMC m/z: 206,5 (M+1)".

Cramus 4. [Tomydenune 2-mopdonuHO-6-HUTpOOKca300[4.5-b|mupunnna

K pactBopy 2-mopdonmurOoOKcazono[4.5-b]mupuanna (1,0 T, 4,854 MMoib) B ykcycHOH kuciore (10 mu),
JO0aBISITH IBIMSIIYIO a30THYIO KUCIOTY (6 Mi) u HarpeBanu npu temrneparype 100°C B teuenne 4 4. Peakun-
OHHYIO cMech oxnaxaanu 1o 0°C, no6aBisuIH Jie U OT(QUIBTPOBHIBAIHM TBEPJOE BEIIECTBO C MOIyYCHUEM YKa-
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3aHHOTO B 3aroyioBke coeauneHus (800 mr, 66,6%).

'"H SIMP (JIMCO-dg, 300 MT'mx): 8 9,11-9,10 (1, 1H), 8,567-8,560 (1, 1H), 3,75 (c, 8H).

KXMC mv/z: 250,9 (M+1)".

Cranus 5. [Tonydyenue 2-mopdonuHooKkca3ono[4.5-b|mupuanH-6-aMuHa

K pactBopy 2-mopdonmHo-6-HuTpoOokcazono[4.5-b|mupununa (700 mr, 2,8 mmons) B TT'® nobammsuin
xyopun ammonus (2,37 r, 44,80 mmons) B Boae (5 mur) u mopomok 1uHKa (1,82 1, 28,0 MMoITb) 1 TIepeMenTBan
npu temneparype 50°C B teuenne 1 4. Kartammsarop ¢uibrpoBamm yepe3 Llemnt®, skcrparnposamu DCM
(2x100 M1) ¥ pacTBOPUTEIH OTTOHSLIH, YTO TABAJIO YKa3aHHOE B 3aroyioBke coenuHenue (600 mr, 97,4%).

KXMC m/z: 221,1 (M+1)".

Cramus 6. [Torydenne 6-6pom-N-(2-MopdoarmHooKca3010[4.5-b | mUpuANH-6-1T ) TUKOTUHAMH/IA.

PactBop 2-mopdommHoOoKcazoo[4.5-b]mupunun-6-amuna (600 mr, 2,727 MMOmb), 6-OpOMIIMKOIUHOBOH
kucnoThl (661 mr, 3,27 mmoins), EDCI-HCI (797 wmr, 4,09 mmons), HOBt (552 mr, 4,09 mmons), DIPEA (1,05 T,
8,181 mmons) B JIM® (5 M) mepememmBanyu npu KT B TedeHne HOYM. PeakIMOHHYIO CMECh TaCHIIN JICISTHOM
BOJIHOW U COCIMHCHHE DKCTPATUPOBAIU ITHIALECTATOM (2X25 MIT), CYIIWINA HAX CYIb()aToM HATPUS M KOHIICH-
TpupoBaiy. [loydeHHBIH CBIPOIl TPOIYKT PIIBTPOBATH, HCIIONB3Ys KOJTOHOUYHYIO XpoMaTorpadHio Ha CHITHKA-
rene 60-120, 1 coeqUHEHNE HITIONPOBAIH, UCTIONB3YS 5%-HbIi MeTaHol B DCM B KadecTBe AIIIOEHTa, C MOTyde-
HUEM YKa3aHHOTO B 3arojioBke coeauneHus (350 mr, 31,8%).

'H SIMP (CDCls, 300 MTI'): 8 9,79 (c, 1H), 8,46-8,45 (x, 1H), 8,32-8,31 (x, 1H), 8,26-8,23 (x, 1H), 7,82-
7,68 (m, 2H), 3,85-3,67 (M, 8H).

KXMC m/z: 405,6 (M+1)".

Cramust 7. Ilomyuyenne Tper-Oytmin (6-((2-mopdoanHookcazono[4.5-b]mupuann-6-un) xapdamown)-[2,3'-
OounupuuH|-6'-nin)kapbamara.

B repmernyeckn 3akpbITyl0 NpoOHMpKYy nomenianu 6-6pom-N-(2-mopdonrHookcaszono[4.5-blnupuaun-6-
wn)mukonuaamun (350 wmr, 0,866 Mmonb), Tper-OyTrn (5-(4,4,5,5-terpamermi-1,3,2-arokcaboposiaH-2-
wn)nupuanH-2-min)kapoamar (360 mr, 1,126 MMonp) (TmpomexyTodHoe coeanHeHne 1), kapOoOHAT HATpHUS
(275 wr, 2,598 mmons) B 1,2-mumeTtokcudtane (10 mur) u Bozge (2 mit). PeakimmoHHyI0 cMeCh IPOYBaId apTOHOM
B TeueHue 10 muH, nobasmsuin PA(PPh;),Cl, (31 mr, 0,043 MMoms) 1 HarpeBaym npu Temneparype 95°C B Teue-
Hue HouH. PacTBoputens oTrossuiu. [lomydeHHBIN ChIpO MPOIYKT OYUILATIN C TTOMOIIBIO KOJIOHOYHOM XpoMma-
torpaduu Ha cunukarene 60-120, ncnons3ys 5%-ue1it Meranon B DCM B kadecTBe 3JTI0€HTA, MOTydas yKa3aH-
Hoe B 3arosioBke coeaudenue (300 mr, 67,11%).

KXMC m/z: 517,7 (M+1)".

Cranus 8: 6'-AmuHO-N-(2-MopdonnHookcazono[4.5-b]mupunun-6-wmm)-[2,3'-ounupuanH]-6-kapookcaMuI.

K pactBopy Tper-Oytmn (6-((2-Mopdomurookcaszono[4.5-bnupuans-6-mwn)kapoamorn)-[2,3"-ounupuamH]-
6'-mm)kapbamara (300 mr, 0,580 mmonp) B DCM (1 M) nobasisumm TOY (5 mu) n nepememmBanu npu KT B
tedenne | 4. [Tocre 3aBepIeHns peakuy MPOAYKT Jajiee OYHUIIAIU ¢ momomisio mpern. BOXX, momyuas yka-
3aHHOE B 3aroyioBKe coeanHerue (34 mr, 14,05%).

'H AMP (IMCO-dg, 300 MI'): § 10,06 (c, 1H), 8,96-8,95 (n, 1H), 8,58-8,44 (1, 1H), 8,44-8,40 (ax, 1H),
8,31-8,30 (m, 1H), 8,11-7,95 (M, 3H), 6,59-6,56 (1, 1H), 6,38 (c, 2H), 3,75-3,66 (M, 8H).

KXMC 98,20%, m/z = 418,1 (M+1)". BDXKX: 98,32%.

[Ipumep 2.
Tunpoxnopun 6'-aMmuHO-N-(5-1tnKIIoponIII-2-Mop ponmHOOKCa3010[4.5-b [mupuanH-6-nm)-[2,3'-
OunpuIH]-6-KapOoKcamMuIa
x>
N
A\ O = N “ N
o N I I 1 g
NN NH,
.HCI

Cragus 1. [lonydyeHue 2-aMHUHO-6-XJIOPIUPUANH-3-0a.

Hcnonp3yst Te e camble YCIOBHSI PEakIMH, KOTOpPBIE ONMCAHBI JUIA CTaauu S5 mpumepa, l,6-xiop-2-
HuUTponupuauH-3-on1 (35 wmr, 0,201 MMoONb) BOCCTaHaBIMBAIA C ITOMOIIBIO TIOPOIIKa IMHMHKA (65 wMr,
1,005 mMoup) u xmopuna ammonus (54 mr, 1,005 mmons) B TT'® (2 M), 94TO maBajio ykazaHHOE B 3arojOBKe
coenuHeHHe (25 mr, 8§9%).

KXMC m/z: 145,2 (M+1)".

Cramus 2. [Tomydenune S-xmopokcaszono[4.5-b|nmupuaun-2-Troma.

Hcnone3ys Te e caMble yCIOBHS PEaKIUH, KOTOPBIE OMHCaHBI Jius craguu | mpumepa 1, 2-amMuHO-6-
XJIOPIUPUANH-3-01 (25 Mr, 0,173 MMOJIB) IIUKIA30BANIU, UCIIONB3YS 3TWIKCAHTAT Kamus (33 mr, 0,208 MMoIb) B
nupuaree (1 Min), ¢ MoJy4eHHeM YKa3aHHOTO B 3aroJIOBKe coeuHeHus (25 mr, 78%).

'H SIMP (JIMCO-dg, 300 MT'nr): & 7,94-7,90 (n, 1H), 7,38-7,35 (1, 1H).

KXMC m/z: 187,1 (M+1)".

Cranus 3. [Tomyuenne 5-xmop-2-(MeTHIATHO)OKca30510[4.5-b]mupununa.
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Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE ONHMCAaHbl s craaud 2 mpuMmepa |,
5-xnopokcazono[4.5-b Jmupuaun-2-tron (620 mr, 3,33 MMOIIB) TOABEPTraIl METHIMPOBAHUIO, HCIIOIB3Ys Kap0Oo-
HaT Kanusa (689 wmr, 4,99 mMmons) u Metuiioaua (567 mr, 3,99 mMmoins) B atminanerare (10 mir), ¢ moydeHueM
yYKa3aHHOTO B 3arojioBke coequuenus (720 mr, 90%).

KXMC m/z: 201,1 (M+1)".

Cramus 4. [Tomydenune 5-xmop-2-MopdoarnHookcazono[4.5-bnupuanHa.

Hcnone3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE ONMHCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(MeTunTHO)OKCa3010[4.5-b [nupuarH MOABEpTraid peakud 3aMelleHHs], UCToNb3yst MopdosmH (2 mu) u TI'D
(10 mu1), c moyueHHeM yKa3aHHOTO B 3aroyioBke coeanHenus (750 mr, 88%).

'H SIMP (JIMCO-dg, 400 MT'nr): & 7,82-7,80 (x, 1H), 7,08-7,06 (x, 1H), 3,74-3,64 (m, 8H).

KXMC m/z: 240,2 (M+1)".

Cranus 5. [onmyuenne 5-xmop-2-MopdosmHo-6-HUTpoOoKca3oio[4.5-b]mupununa.

Hcnonp3yst Te ke camble YCIOBUSI PEakIMu, KOTOpbIE OMHMCaHbl aist craauu 4 mpumepa 1, S-xiop-2-
MopdosmHOoOKca3010[4.5-b|nupuauH (50 Mr) HUTPOBAIH, UCTIONB3YS YKCYCHYIO KucyoTy (0,2 Mi1) ¥ ABIMSIIYIO
azotHylo kucnoty (0,1 M), mpu Temmneparype 100°C B TeueHne 2 4 ¢ Mojy4eHHEM yKa3aHHOTO B 3arojIOBKE CO-
eauHeHuA (25 mr, 43%).

'H IMP (JIMCO-dg, 300 MI'm): & 8,60 (c, 1H), 3,72 (c, SH)".

Cramus 6. [TomrydeHnne S-mUKIONPONHII-2-MOp(OITHHO-6-HUTPOOKCa30I10[4.5-b|mupuanHa.

Hcnone3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaauu 7 mpumepa 1, S-xmop-2-
MopdoarHO-6-HUTpoOoKca3ono[4.5-b]mupunun (25 mr, 0,088 MMOb) MoABEprad B3aWMOACHCTBUIO C ITUKIIO-
nponuiadopoHoBolt kucnotod (9 mr, 0,105 mmons), ucmonk3ys kapOonat kamus (24 wmr, 0,176 MMonb) u
Pd(PPhs), (5 mr, 0,004 MMoIIh) B Kemitogie (2 MiT), 9TO 1aBajio ChIpoit mpoaykT (50 mr).

KXMC m/z: 291,1 (M+1)".

Cranus 7. Ilonmyuenne S-nuxtonponui-2-MopdonrnHookcazono[4.5-bnupuaun-6-amuna.

Hcnonp3yst Te e camble YCIOBUSI PEaKkLiK, KOTOpbIE OIMCAaHbI Ul CTaAuu 5 npuMepa 1, S-IuKIonponui-
2-MopdonnHO-6-HUTpOoOKcazoo[4.5-b]nupuaun (220 Mr, 0,758 MMOJIb) BOCCTaHABIMBAIH C TIOMOIIBIO OPOIL-
ka 1uHKa (394 mr, 6,068 Mmonb) u xmopuna amMmonus (327 mr, 6,068 mmons) B cMecu TI'®/meranon/H,O
(5 mur/1 Mn1/0,5 MuT), 9TO TaBaO YKa3aHHOE B 3aroyioBke coeaunenue (160 mr, 84%).

KXMC m/z: 261,0 (M+1)".

Cramus 8. TTonyuyenue 6-6poM-N-(5-nHKI0nTPONTHII-2-MOPPOTUHOOKCa30510[ 4. 5-b |mupuanH-6-
W) TAKOJTMHAMHA/IA.

Hcnonp3ys Te jke camble YCIOBHS peakiliy, KOTOPBIE OMUCAHBI I CTaAnu 6 mpuMepa 1, S-IUKIonponiI-
2-mopdomuHookcazono[4.5-b jmupuaua-6-amua (100 mr, 0,384 MMoyb) mMOABEprayidi B3aWMMOACHCTBHIO C
6-0poMnukoIMHOBO# KucioTon (85 wmr, 0,423 mmons), uctmons3yst EDCI-HCI (110 mr, 0,576 mmons), HOBt
(77 mr, 0,576 mmonn), TEA (0,22 mn, 1,538 Mmonb) B JIM® (2 M), ¢ TIOTydeHHEM YKa3aHHOTO B 3aroJIOBKE
coenuHeHUs (75 mr, 44%).

KXMC m/z: 444,2 (M+1)".

Cramust 9. [Ilomyuenme tper-Oytun (6-((S-uuxmmonponui-2-mopdonruHookcazono[4.5-b|nupuaun-6-
win)kapbamonn)-[2,3'-0unmpuanH]-6'-uia)kapoamara.

Hcnonp3yst Te ke camble YCIOBHS peaklMi, KOTOpPBIE OIMCaHBI JJisl ctamuu 7 mpumepa 1, 6-6pom-N-(5-
LUKJIONIpOIIIII-2-MopdoarHooKcazoio[4.5-b JmupuanH-6-mn)nukonuaamun (75 mr, 0,169 Mmoip) noasepraiu
B3aMMOJIEHCTBHIO ¢ TpeT-OyTui (5-(4,4,5,5-rerpameTmi-1,3,2-1rokcabopoiiaH-2 -1 TUPHUIAH-2 -1 )KapoamMaTom
(65 mr, 0,203 MMoITB) (MMPOMEKYTOUHOE COCTUHEHME 1), UCToNb3ys kapooHaT Hatpus (53 mr, 0,507 MMomb) 1
Pd(PPh;),Cl, (7 mr, 0,0084 mmoinb) B 1,2-nuMeTokcudTane (5 MiT), 9TO aBajo ChIpoi MpoAyKT. IlomydeHHBIH
CBIPOM TIPOIYKT OYMINAIM C TOMOIIBIO KOJIOHOYHOM XpomaTtorpadum Ha cuimukarene 60-120, ucmonb3ys
50%-HbIH dTHIAaIETaT B TeKCaHE B KAadeCTBE JJIIOCHTA, MOJydas yKa3aHHOE B 3arojioBke coenwmueHue (50 wmr,
54%).

KXMC m/z: 558,2 (M+1)".

Cranus 10. [onyuenue 6'-amuHO-N-(S-1iuKnonponui-2-mMop¢doianHookcasono[4.5-b nupuanu-6-mn)-[2,3'-
ounupuIiH|-6-KapOoKcaMuIa.

Hcnonp3yst Te ke camble YCIIOBHS PEaKLUM, KOTOPbIE OIMCaHBI JUIl cTaauu § mpumepa 1, Tper-Oyrmin
(6-((5-uxnonponui-2-MophoTuHOOKCa3010[ 4. 5-b JmupunuH-6-wmn)kapoamorn )-[ 2,3'-Ounupu s |-6'-11) -
kap6amat (50 mr, 0,089 MMOIIB) OBEpPTaNIN YAAJICHUIO 3aIUTHBIX TPy, ucnonb3yst pactBop HCl B meranone
(5 M), 9T0 maBano CeIpol MPOAYKT. [IpoayKT 3aTem oummanu ¢ moMoibo mpern. BOXKX, uro maBano ykazaH-
HOe B 3aroyioBke coenuHerune (40 mr, 90%).

'H SIMP (JIMCO-dg, 400 MTI'm): 8 10,78 (c, 1H), 9,059-9,055 (n, 1H), 8,93-8,90 (mx, 1H), 8,40-8,25
(ymmp. c, 2H), 8,21-8,20 (n, 1H), 8,15-8,11 (1, 1H), 8,07-8,05 (=, 1H), 7,83 (c, 1H), 7,12-7,09 (#, 1H), 3,71-3,60
(M, 8H), 2,20-2,16 (M, 1H), 0,91-0,87 (m, 4H).

KXMC 96,48%, m/z = 458,2 (M+1)". BDXKX: 98,7%.

ITpumep 3.

Tunpoxnopun  N-(5-nukionpomnii-2-mopdonmHookca3ono[4.5-bmupuanH-6-wmi)-2-(2-Me THITHPUTAH-4-
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WIT)oKca3on-4-kapOokcaMuia

0
H 74\
SN O~ N\'([N/)‘QN
HCl

Hcnonp3yst Te e camble YCIOBUSI pEakLiK, KOTOpPBIE OIMCAaHbI Ul CTaauu 6 npuMepa 1, S-IuKIonponui-
2-mopdonuHooKkcazono[4.5-b]nupunun-6-aMuH (IPOAYKT co craguu 7 npumepa 2) (60 mr, 0,23 MMomb) oaBep-
Tajy B3aMMOJCHCTBHIO C 2-(2-MeTHI-IMpUANH-4-nmin)okca3on-4-kapooHoBor kucioroid (71 mr, 0,396 mMmob),
ucnonszyss EDCI-HCI (66 mr, 0,396 mmons), HOBt (46 mr, 0,396 mmoins), TEA (0,13 M, 0,923 mmons) B IM®D
(2 mu1), ¢ momydeHueM CeIporo mpoaykra. [IpoaykT 3aTtem ounmanu ¢ momoirsio npen. BOXKX u o6pabdaTsiBanu
pactBopom HCI B meTaHoIe, 9TO 1aBao ykazaHHOE B 3aroyioBke coenuHenue (20 mr, 20%).

'H SIMP (JIMCO-d, 400 MI'n): & 10,22 (c, 1H), 9,27 (c, 1H), 8,85-8,83 (1, 1H), 8,25 (c, 1H), 8,14-8,13
(m, 1H), 7,72 (c, 1H), 3,71-3,59 (M, 8H), 2,63 (c, 3H), 2,17-2,14 (M, 1H), 0,89-0,86 (M, 4H).

KXMC 93,91%, m/z = 447,1 (M+1)". BDXKX: 99,0%.

[Ipumep 4.
Tunpoxnopun N-(2,5-mu(rmunepuaus- 1 -mm)okcazono[4.5-b jmupuana-6-ni)-6-( 1 H-rupa3zon-4-
W) TAKOJIMTHAMHM 1A
| R
0. N/ \ W

Oy NH NH
O
NTN O Hcl

Cramus 1. [Tomydenune 5-xmop-2-(munepuaus- 1 -mi)okcazono[4.5-bmupuanHa.

Hcnonp3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(MetmntHo)oKca3om0[4.5-b|nupunus (mpoaykT co craauu 3 mpumepa 2) (3 r, 14,95 MMmonb) moaBepraiu peak-
WU 3aMelleHus], ucnoib3ys nunepuaut (8 miu) u TI'® (30 M), ¢ monydeHreM yKazaHHOTO B 3aroJIOBKE COEAU-
Henus (3 T, 90%).

KXMC m/z =238,1 (M+1)".

Cranus 2. [Tonyuenne 5-xnop-6-HuTpo-2-(unepuaus- 1 -mn)okcazono[4.5-b|nupuanna.

Hcrmonb3yst Te xe camble YCIIOBHUS PEAKIMH, KOTOPBIE OMHCaHbl I ctamuu 4 mpumepa 20, 5-xmop-2-
(munepuana-1-mn)okcazono[4.5-b]mupunun (4 r, 168 MMOIL) HUTPOBAIH, UCTONB3YysS HHUTpar kamust (3,4 T,
337 mMoib) ¥ KoHIIL. cepHyto kucnoty (20 mur) npu KT B Tedenue 3 9 ¢ moaydeHHEeM ChIPOT0 YKa3aHHOTO B 3aro-
JIOBKe coenuHeHwus (4 1).

KXMC m/z = 283,0 (M+1)".

Cramus 3. [Tomydenne 6-HUTpO-2,5-mu(TAnepuanH- 1 -nin)okcazomno[4.5-b|nmupuauna.

CmMmech 5-x110p-6-HUTpO-2-(TIunepuauH- 1 -un)okcazono[4.5-bnupuanHa (MpoayKT co cTaauu 5 nmpumepa 2)
(300 mr, 1,056 mmous) HarpeBasu ¢ nunepuanHoM (3 M) npu temmepatype 100°C B Teuenue 2 4. Peakiuro
TacuJIv JISASTHON BOAHOW M OT(QHIBTPOBBIBAIN TBEP/OE BEUIECTBO, YTO JaBAJIO YKa3aHHOE B 3ar0JIOBKE COEIUHE-
aue (300 mr, 86%).

KXMC mv/z: 332,1 (M+1)".

Cranus 4. [lonydenue 2,5-nu(nmumnepuaus- 1 -mn)okcazono[4.5-bnupuana-6-aMuHa.

Hcnonp3ys Te e caMble YCIOBUS PEaKIHH, KOTOPBIC OMHCAHBI JJIS CTaguu 5 mpumepa 1, 6-HUTpo-2,5-
nmu(tunepuanH- 1 -uin)okcazono[4.5-bmupunua (300 mr, 0,90 MMOITE) BOCCTaHABIMBAIU C TIOMOIIBIO MOPOIIIKA
nuHka (468 wmr, 7,207 mmonb) u xnopuga ammonus (389 wr, 7,207 mmons) B cmecu TI'®/meranon/H,O
(5 mi/1 Mn1/0,5 Mir), 9TO TaBaIO YKa3aHHOE B 3ar0JIOBKE coennHerue (250 mr, 92%).

KXMC m/z: 302,4 (M+1)".

Cragus 5. [Monydyenne N-(2,5-gu(munepunus-1-un)okcazomno[4.5-bmupuaun-6-mn)-6-(1-(terparuapo-2H-
nupaH-2-ui)- 1 H-mupa3zon-4-un)nukoarnHamMua.

Hcnone3ys Te e caMmble YCIOBHMS peakLUUH, KOTOpble ONUCAHbl A8 cTaguu 6 mpumepa |1,
2,5-mu(nunepunuH- 1 -mm)okcaszono[4.5-bmupunun-6-amun (100 mr, 0,33 MMOJIB) MOABEPTad B3aUMOICHCTBHIO
¢ 6-(1-(rerparunpo-2H-nmpan-2-ni)-1 H-nupa3zon-4-ua) MMKOIMHOBOW KHUCIOTON (IIPOMEKYTOYHOE COEAMHEHHUE
3) (108 wmr, 0,396 mmonn), ucnons3ys EDCI-HCI (94 wmr, 0,495 mmoins), HOBt (66 mr, 0,495 mmons), TEA
(0,2 M, 1,324 mmons) B IM® (2 Mi1), C TOSTydeHHEM CBIpOro mpoxykra. [1oaydeHHbIH chIpoii POAYKT OYHnINa-
JM ¢ TIOMOIIBIO KOJOHOYHOH Xpomarorpadun Ha cuinukarene 60-120, ncrnons3ys 1%-ublit Metanon B8 DCM B
KadecTBe JJII0CHTA, ITOJIydasi yKa3aHHOe B 3arooBke coeaunerue (100 mr, 55%).

KXMC m/z: 557,4 (M+1)".

Cramus 6. [Tomyuenue ruapoxnopuaa N-(2,5-mu(munepuana- 1 -umn)okcazomno[4.5-b|mupuaun-6-mm)-6-(1H-
MTUPa30J1-4-1IT) TUKOJTMHAMHA/IA.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl I cTaguu § mpuMmepa 1,
N-(2,5-mu(nmunepunus- 1 -mm)okcazono[4.5-bnupuaun-6-nn)-6-(1-(terparunpo-2H-nupan-2-nn)-1 H-nupazosn-4-
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wn)nukonrHamu (100 mr, 0,179 MMounb) moaBepraiy yaaleHuIo 3allUTHRIX TPy, Uenoib3ys pactsop HCI B
METaHoJIe, YTO AaBaJI0 ChIpoi mpoaykT. [IponykT 3aTem ounianu ¢ noMoibto npen. BOXX, uro gaBano yka-
3aHHOE B 3arosioBke coeanHerne (40 mr, 50%).

'H AMP (JIMCO-de, 300 MI'm): & 10,8 (c, 1H), 8,66 (c, 1H), 8,39 (c, 1H), 8,04-7,94 (m, 3H), 3,62 (c, 4H),
2,94 (c, 4H), 1,75 (c, 4H), 1,62-1,55 (m, 8H).

KXMC 97,91%, m/z = 473,5 (M+1)". BDXKX: 96,5%.

ITpumep 5.

N-(2,5-du(munepuana- 1 -min)okcazono[4.5-bmupunnH-6-m)-2-(2-Me THIHPU AUH-4-1IT ) OKCa30J1-4-
KapOOKCcaMHu/T

O

Hcnonb3yss Te JKe camble YCIOBUSI peEaklHd, KOTOpble OMHCaHbl JJsi craaud 6 mpumepa |1,
2,5-mu(munepuaun- 1 -mr)okcazono[4.5-b jmupuana-6-aMmut  (MpOAyKT co ctamuu 4 mpumepa 4) (100 wr,
0,33 MMOJIb) TOABEpraJId B3aUMOACUCTBHIO C 2-(2-METHITUPHINH-4-WIT)0OKCa30I-4-KapOOHOBON KHCIOTOH
(74 wmr, 0,363 mmons), ucnons3yst EDCI-HCI (94 wmr, 0,495 mmons), HOBt (66 mr, 0,495 mmons), TEA (0,2 mur,
1,324 mmoip) B IM® (2 M), ¢ IOTydeHHUEM CBIPOTO MpoaykTa. [IpOMyKT 3aTeM OUYHWIIAIN C TIOMOIIBIO TpeTl.
BO3XX, uro naBano yka3anHoe B 3arojoBke coenuaenue (30 mr, 20%).

'H AMP (JIMCO-dg, 300 MI'n): & 9,98 (c, 1H), 9,21 (c, 1H), 8,91-8,89 (n, 1H), 8,51 (c, 1H), 8,21 (c, 1H),
8,09-8,08 (m, 1H), 3,61 (M, 7H), 2,98 (c, 3H), 2,71 (c, 3H), 1,81 (c, 3H), 1,61 (c, 7H).

XKXMC 100%, m/z = 488,2 (M+1)". BXKX: 92,1%.

[pumep 6. N-(2-Mopdonuno-5-(munepuann-1-m)okcazomno[4.5-b|mupunun-6-mn)-6-(1 H-nupazon-4-
WT)TUKOJTMHAMUJT

o) l -

NH [
/\ 8] e NH
O~
—/ N Z

e

Cramus 1. [Tomyaenue 2-Mop}oauHO-6-HUTPO-5-(THIIepuanH- 1 -ui)okcazomno[4.5-b|mupunnna

K pactBopy 5-x1510p-2-MopdoarHO-6-HUTpooKca3oyo[4.5-b|mupuanaa (MpOAYKT CO CTaaAMHA 5 TipumMepa 2)
(30 mr, 0,1056 Mmmoub) B TT'® (2 M) mobaBnsmu unepuaund (11 mr, 0,126 MMonp) u nepememmBany npu KT B
TEYCHUE HOYM. PCaKIIMOHHYIO CMECh TaCWIIH JICASHOW BOJHON M IKCTPAarupoBaiu dTmianeratoM (2x10 mi), cy-
MWK HaJ CyNb()aToOM HAaTPHUS M PACTBOPHUTETH OTTOHSUIN, ITOJTyYas yKazaHHOE B 3aroyioBke coenuaenue (30 mr,
89%).

KXMC m/z: 334,5 (M+1)".

Cranus 2. ITonmyuenne 2-mopdonuHo-5S-(nunepunus- 1 -um)okcaszono[4.5-bnupuanH-6-amuHa.

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIy, KOTOPBIC OMUCAHBI I CTaauu 5 mpumepa 1, 2-MophoIuHOo-6-
HUTpPO-5-(nnepuaus-1-um)okcazono[4.5-b]mupuana (300 mr, 0,900 MMOJIB) BOCCTaHABIMBAIH C ITOMOLIBIO
nopomka muHKa (468 wmr, 7,207 mmoms) u xmopunma ammonus (389 wr, 7,207 mmonp) B cMmecd
Tr'®/meranon/H,O (5 ma/1 mur/0,5 mit), uto maBanmo ykazaHHOE B 3arojoBke coenunenue (260 mr, 96%).

KXMC m/z: 304,1 (M+1)".

Cramuss 3. Ilomyduenme  N-(2-mopdonmHO-5-(tHmepuanH-1-un)okcazono[4.5-b]mupuana-6-mm)-6-(1-
(Terparunpo-2H-mmupan-2-un)- 1 H-nupazon-4-un) muKoaTnHaAMUAA.

Vcnone3ys Te jxe camble YCIOBHS peakIiii, KOTOPBIE OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢oaHo-5-
(munepuaua-1-mn)okcazono[4.5-bmupunun-6-amua (90 mr, 0,297 MMOIb) TOABEpTalv B3aHMMOICHCTBHIO C
6-(1-(TeTparunpo-2H-mupan-2-win)- 1 H-iupazon-4-mi) THKOJIMHOBOH KUCIOTON (MIPOMEXYTOUYHOE COSTUHEHHE 3)
(97 wmr, 0,356 mmons), ucrions3yst EDCI-HCI (85 wmr, 0,445 mmons), HOBt (60 mr, 0,445 mmons), TEA (0,2 mur,
1,188 mmons) B JIM® (4 M), ¢ TTOJTydeHHEM CBIPOTO MpoAyKTa. [1omydeHHbIN ChIpOH MPOAYKT OYHINATH C TI0-
MOIIBIO KOJIOHOYHO Xpomarorpaduu Ha cunmkarene 60-120, ncrons3ys 1%-nb1it Mmetanosnn B DCM B kadecTBe
9NIOEHTA, MOJTy4asi yKa3aHHOE B 3arosioBke coeaunenue (60 mr, 38%).

KXMC m/z: 559,6 (M+1)".

Cramust 4. Ilonyuenme N-(2-mopdonmHO-5-(nunepuans-1-mm)okcazono[4.5-blnupuaun-6-nn)-6-(1H-
MUPa30J-4-1i1)MTUKOJIMHAMU/A.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOpPHIC OIUCAHBI i cragud 8 mpumepa |1,
N-(2-mopdommHo-5-(TTunepuauH- 1 -mr)okcazono[4.5-b jmupuanH-6-nmn)-6-( 1-(teTparuapo-2H-mmupan-2-wmr)-1H-
nupazod-4-win)nukonuHaMuy (60 mr, 0,107 MMOIB) MOABEPTav yIAJICHHUIO 3AIIUTHBIX TPYII, UCTIOIB3Ys pac-
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tBOp HCI B MeTanos1e (2 Mi1), 4TO JaBajo yka3zaHHOE B 3aronoBke coeanHenue (50 mr, 90%).

'H SIMP (JIMCO-dg, 300 MTI'm): & 10,80 (c, 1H), 8,65 (c, 1H), 8,43 (c, 2H), 8,05-7,93 (M, 3H), 3,76-3,62
(m, 8H), 2,98 (c, 4H), 1,76 (c, 4H), 1,54 (c, 2H).

KXMC 92,69%, m/z = 475,5 (M+1)". BDXKX: 90,31%.

ITpumep 7.

2-(2-Metunmuapuana-4-uin)-N-(2-mopdonuHo-5-(tunepuans- 1 -un)okcazono[4.5-bmupuaua-6-
MIT)0Kca3on-4-kapOokcaMu

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIuy, KOTOPBIC OMUCAHBI I CTaauu 6 mpuMmepa 1, 2-MophoIuHOo-5-
(munepuauH-1-un)oxcazono[4.5-bmupuanH-6-amuH (IpoaykT co craauu 2 npumepa 6) (100 mr, 0,331 Mmoub)
MOJIBEPTalid  B3aUMOJEHUCTBUIO C  2-(2-METHIHPUINH-4-MIT)0KCa301-4-KapOOHOBOW  kucioToit (81  wr,
0,397 mmoms), ucnons3dys EDCI-HCI (94 wr, 0,496 mmons), HOBt (66 wmr, 0,496 mmons), TEA (0,2 wmu,
1,302 mmons) B JIM® (2 M), ¢ TTOJTydeHHEM CBIPOTo MpoAyKTa. [1oaydeHHbINH ChIpOH MPOAYKT OUYHINATH C TI0-
MOIITBI0 KOJIOHOYHOM XpoMmaTorpadun Ha cuiukarene 60-120, ncnons3ys 1%-ue1ii meranon B DCM B kadecTBe
JITFOCHTA, TIOTy4ast yKa3aHHOE B 3arojioBKe coequaenue (35 mr, 22%).

'H AMP (JIMCO-dg, 300 MI'm): & 9,80 (c, 1H), 9,20 (c, 1H), 8,90-8,88 (n, 1H), 8,57 (c, 1H), 8,18 (c, 1H),
8,06-8,04 (m, 1H), 3,72-3,61 (M, 8H), 2,96 (c, 4H), 2,73 (¢, 3H), 1,81 (c, 4H), 1,63 (c, 2H).

KXMC 81,6%, m/z = 490,2 (M+1)". BOXKX: 94,3%.

ITpumep 8.
6-Xnop-N-(2-mopdonnHo-5-(nunepuanH- 1 -nir)okcazono[4.5-b | mUpHIMH-6-1IT) THKOITHMHAMUA
Z
< |
° N Cl

Hcnonp3ys Te jxe camble YCIOBHS peakIlii, KOTOPBIe OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢omuHo-5-
(munepuanH-1-mn)okcazono[4.5-bmupunnrH-6-amMmuH (MPOIYKT co ctamuu 2 npumepa 6) (70 mr, 0,2317 MMoIb)
TIOJIBEPTalii B3aUMOJICHCTBHUIO C 6-XJIOPITUKOJIMHOBOM KUCIOTOM (44 mr, 0,278 mmons), ucronb3ys EDCI-HCI
(66 wmr, 0,347 mmons), HOBt (46 mr, 0,347 mMomnb), TEA (0,2 i, 0,926 mmons) B IM® (4 mit), ¢ mosryaeHuEM
CBIpOTO MpoayKTa. [loydeHHBII ChIpOH NPOIYKT OYMIIAIH C TOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha CHIIU-
karene 60-120, ucnons3ys 1%-nb1il MeraHon B DCM B kauecTBe 2/II0€HTa, NOJIyYasl yKa3aHHOE B 3ar0JIOBKE CO-
enunenue (35 mr, 35%).

'H SIMP (JIMCO-dg, 300 MI'm): & 10,60 (c, 1H), 8,70 (c, 1H), 8,15-8,14 (r, 2H), 7,84-7,81 (m, 1H), 3,77-
3,60 (m, 8H), 2,93-2,10 (1, 4H), 1,81 (c, 4H), 1,58 (¢, 2H).

XKXMC 99,3%, m/z = 443,2 (M+1)". BRXKX: 93,0%.

ITpumep 9.
N-(2,5-Iu(tmunepuana- 1 -uim)okcazono[4.5-bmupuana-6-mm)-6-( 1 -meTun- 1 H-mupa3or-4-un ) muKoTuHaAM T
&
|
O \N =

o) NH =
OIX ”

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOpPHIC OIUCAHBI i cragud 6 mpuMmepa 1,
2,5-mu(nunepunnH- 1 -um)okcazono[4.5-b|nupunun-6-amun  (mpoaykT co craguu 2 mpumepa 4) (75 wr,
0,2483 MMoOmb) mMoABEpraid B3auMOAEUCTBHIO ¢ 6-(1-MeTni-1H-nrpa3on-4-uin)MuKOJIUHOBONH KHUCIOTOH (Ipo-
MexxyTouHoe coeauHenue 4) (61 mr, 0,298 mmois), uctons3ys EDCI-HCI (72 wmr, 0,372 mmons), HOBt (51 wmr,
0,372 mmomnn), DIPEA (0,17 mi, 0,9933 mmons) B JIM® (2 M), ¢ OTydeHHEM ChIporo mpoaykra. [TpoaykT 3a-
TEM OYHMIIAIH ¢ oMomIsio npen. BOXKX, uTo maBano ykazanHoe B 3arosioBke coennnenne (41 mr, 33,0%).

'H IMP (IMCO-dg, 400 MT'1r): & 10,80 (c, 1H), 8,67 (c, 1H), 8,44 (c, 1H), 8,21 (c, 1H), 8,06-8,02 (1, 1H),
7,98-7,96 (n, 1H), 7,92-7,91 (n, 1H), 3,92 (c, 3H), 3,63 (c, 4H), 2,94 (c, 4H), 1,76 (c, 4H), 1,63 (c, 6H), 1,55 (c,
2H).

KXMC 98,9%, m/z = 487,2 (M+1)". BDXKX: 94,0%.

ITpumep 10.

2-(2-Xnopnupunua-4-un)-N-(2,5-mu(nunepuans- 1 -uin)okcaszono[4.5-b | nupuaun-6-uia)okcazon-4-
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KapOOKcaMuI
Q /)
0 l N/ N

CN —sz:gj cl

Hcnonp3yss Te ke caMble YCIOBUSI pEakIWH, KOTOpBIE OMHCaHbl A cragud 6 mpumepa |,
,5-mu(munepuanH- 1 -un)okcazono[4.5-b jnupunun-6-amun  (mponykr co craguu 2 mnpumepa 4) (75 wr,
0,2483 MMoOsb) MOIBEpraiy B3aWMOAEHCTBUIO C 2-(2-XJIOpHHMPHIAMH-4-HIT)0KCa305-4-KapOOHOBOH KHCIOTOH
(71 wmr, 0,298 mmons), ucnonb3ys EDCI-HCI (72 wmr, 0,372 mmons), HOBt (51 mr, 0,372 mmons), DIPEA
(0,17 mm, 0,9933 mmons) B IM® (2 mi1), ¢ ToJTydeHHEM CHIPOTO MpoaykTa. I[IpoayKT 3aTeM Oo4MIIAIN ¢ TIOMO-
meto pern. BOXKX, uro maBano ykazanHoe B 3arojioBke coenuHenue (62 mr, 45,9%).

'H SIMP (CD;OD, 400 MT'n): & 8,82 (c, 1H), 8,64-8,62 (n, 1H), 8,14 (c, 1H), 8,04-8,03 (n, 1H), 3,81 (c,
8H), 2,06-1,96 (M, 4H), 1,79 (c, 8H).

KXMC 84,1%, m/z = 508,2 (M+1)". BDXKX: 97,6%.

ITpumep 11.

(S)-2-(2-Metnnmupuaua-4-uin )-N-(2-Mmop G onuHO-5 -(TUPppOTM IUH- 3 -HITAMHHO )OKCca30J10[4.5-b [mupunnH-

6-nm)okcazon-4-kapbokcaMu
P
OﬁlN/ N
N O~ N NH
O D
n_/ NN >

NYs)
H

Cramus 1. Tlomywenme  (S)-tper-Oytmn  3-((2-mopdomunHo-6-HUTpOOKCa3010[4.5-b|mupuaun-5-
WJT)aMHHO ) TUPPOJIUINH- | -KapOoKcHara.

PactBop  5-x10p-2-mMopdoanHo-6-HUTpOOKcazono[4.5-blmupuanna (300 wmr,  1,0563  mmoub)
(S)-tper-6yTin 3-amuHONMppONUANH-1-KkapOokcmnata (237 mr, 1,267 mMmonb) u kapOonata kamms (292 wr,
2,112 mmonp) B JIM® (2 mur) HarpeBanu npu temreparype 100°C B Tedenue 2 4. Peakiuio racwim JeastHON
BOJHON M OT(HUIBTPOBBIBAIA TBEPJ0€ BelIecTBO. [10MydeHHBIN ChIPO# MPOIYKT OYHMINAIN C TIOMOIIBIO KOJO-
HOYHOHM xpomarorpaduu Ha cwiukarene 60-120, ucrons3yst 1%-ue1it MetaHonr B DCM B KadecTBe 3ITIOCHTA,
MoJTy4ast yKa3aHHOE B 3arojioBke coenuaenue (350 mr, 76,25%).

KXMC m/z: 435,4 (M+1)".

Cramuss 2.  Ilomydenme  (S)-tper-Oytun  3-((6-amuHO-2-MOphoIMHOOKCA3070[4.5-b]mupuanH-5-
WJT)aMUHO )TUPPOSTUINH- | -kapOoKcHara.

Hcnonp3ys Te e caMble YCIOBHUSI PEakiMy, KOTOPBIE ONMUCAHBI Ul cTaguu 5 npumepa 1, (S)-TpeT-OyTnn
3-((2-mopdonrHO-6-HUTPOOKCa30110[4.5-b |[MUpUAMH-5-1T)aMHHO )THPPOIUANH- | -KapOOKCHIIaT (350 MT,
0,806 MMoOIIB) BOCCTaHABIMBAJIM C IOMOIIBIO MOpOIIKA IMHKA (422 mr, 6,451 MMoOnb) M XJIOpUAa aMMOHUS
(691 wmr, 12,903 mmons) B cMecu TT'®d/metanon/H,O (10 mur/2 mi/l M), 9TO AaBano yka3aHHOE B 3arOJIOBKE
coequaeHue (240 mr, 71,8%).

KXMC m/z: 405,2 (M+1)".

Cramuss 3. Tlomydenue (S)-tper-Oytun 3-((6-(2-(2-meTwimupuanH-4-ni)okca3on-4-kapookcaMumo)-2-
MOp(oIHMHOOKCa3010[4.5-b |MUpUANH-S5 -1 )aMHHO ) TUPPOITHINH- | -kapOokcHaTa.

Hcmonb3ys Te e caMble YCIIOBUS PEaKIMK, KOTOPBIe ONMUCAHBI i cTanuu 6 mpumepa 1, (S)-tpeT-OyTuin
3-((6-amuHO-2-MOPPOTMHOOKCA3010[ 4. 5-b [IHpHANH-5-HIT)aMIHO ) TUPPOITUIUH- | -KapOOKCHIIaT (115 MT,
0,284 MMoip) moABEpragM B3aMMOJCHCTBHIO € 2-(2-METHWINHMPHIMH-4-HI)0KCca30i-4-KapOOHOBOHW KHCIOTOH
(70 mr, 0,341 mmoms), ucnonb3ys EDCI-HCI (82 wmr, 0,426 mmons), HOBt (58 mr, 0,426 mmons), DIPEA
(0,199 mur, 1,138 mmozp) B JIM® (2 M), ¢ mOTydeHHEM yKa3aHHOTO B 3arojioBke coeauaeHus (100 mr, 59,52%).

KXMC m/z: 591,4 (M+1)".

Cragus 4. Iomyuenue (S)-2-(2-merunmmmpuaun-4-ui)-N-(2-mopdonmHo-5-(MMppoau uH-3-
WIAMUHO )0Kca30i0[4.5-b JmupunuH-6-ni)okca3on-4-kapOookcamMmua.

Hcnonp3yst Te e caMble YCIOBUSI PeakiMy, KOTOpPBIE ONMUCAHBI Ul cTanuu 8 mpumepa 1, (S)-TpeT-OyTnn
3-((6-(2-(2-meTunnupuIUH-4-1T)0KCca301-4-KapOokcaMu 0 )-2-Mop hoTmHOOKCca300[ 4. 5-b [mupuanH-5-
WJT)aMUHO )IUppouInH- 1 -kapookcunaT (100 mr, 0,169 MMoIb) moaBepraiy yAaleHUIO 3allUTHBIX TPYIII, HC-
none3yst pactBop HCl B meranose (5 Min), 9To IaBajo ChIpoil MpomykT. [IpoIyKT 3aTeM OYHINAIH ¢ TTOMOIIHIO
npen. BOXX, aro gaBano yka3anHoe B 3aronoBke coequnaenue (9 mr, 10,84%).

'H SIMP (CDCls, 400 MTI'u): & 9,91 (c, 1H), 8,78 (c, 1H), 8,74-8,73 (u, 1H), 8,45 (c, 1H), 7,82 (c, 1H),
7,76-7,74 (n, 1H), 4,50 (c, 1H), 4,04-4,03 (z, 4H), 3,30-3,00 (m, 7H), 2,70 (c, 3H), 2,40-1,80 (M, 4H), 1,00-0,08
(M, 1H).
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KXMC 100%, m/z = 491,3 (M+1)".

IIpumep 12.
6'-AMuHO-N-(2-MopdonmmHOOKCa3010(5,4-b [mupuanH-5-nn)-[ 2,3'-6unupuant |-6-xkapOokcaMu
x
|
o) N/ | e
RN NZ “NH,
o N ]
N/ N =

Cramus 1. [Tomydenune 3-aMUHO-6-XJIOPIIUPUANH-2-0J1a.

Hcnone3ys Te e caMble YCIOBHS pEakIMH, KOTOpbIC OMMCAHBI A cTaaud S5 mpumepa 1,6-xmop-3-
HUTpOonUpuauH-2-01 (1,0 T, 5,747 MMOIB BOCCTaHABIMBAJIM C TIOMOIIBIO Mopotika IuHKa (3,0 T, 45,977 MMoIIb)
n xyopuna ammonus (4,92 1, 91,952 mmous) B emecn TT'®@/meranon/H,O (20 mur/4 Mi1/2 mit), 9TO 1aBajio ChIpOi
poayKT. [ToMydeHHBIN CBIPOH MPOIYKT OYHIIAIN C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpauu Ha cunukarese 60-
120, ucnons3ys 10%-ns1it Metanon B DCM B kauecTBe 2I10€HTA, MOIyYasl YKa3aHHOE B 3arOJOBKE COEIUHEHUE
(500 mr, 60,97%).

'H SIMP (JIMCO-dg, 300 MT'nr): & 6,84-6,81 (1, 1H), 6,55-6,52 (1, 1H).

KXMC m/z: 145,0 (M+1)".

Cranus 2. [lonyuenne 5-xmopokca3zosnol[5,4-b|nupuaus-2-Trona.

Hcnonp3yst Te ke camble YCIIOBHSI PEaKLUH, KOTOphIE ONMMCaHbl JUId craauu 1 mpumepa 1, 3-amuHO-6-
xoprupuanH-2-01 (900 Mr, 6,25 MMOIIb) IIMKIH30BAIH, UCIIONB3Ys dTHAKcaHTaT Kaius (1,1 r, 6,875 MMmonb) B
nupuarHe (8 MIT), C TOJy4eHHEM YKa3aHHOTO B 3arojoBke coequnenus (1,0 r, 86,2%).

KXMC m/z: 185,0 (M-1)".

Cramus 3. [Tomydenune 5-xmop-2-Mop@oarnHookcaszono[S,4-bnupuanHa.

Cmech 5-xmopokca3oino[5,4-bmupuann-2-trona (550 mr, 2,956 mmons) u Mopdonuaa (5 Mi1) HarpeBaau
npu temmeparype 110°C B Teuenne Houn. PacTBopuTens OoTroHsm. [1oydeHHBIN ChIpON TPOAYKT OYHIIAIA C
MOMOIIIBI0 KOJIOHOYHOH XpomaTorpadun Ha cuimkarene 60-120, ncmonp3ys B kadecTBe dimioeHTa 40%-HBIN
STHJIALIETAT B TEKCaHe, MoJIydasl yka3aHHOe B 3arosioBke coeaunenue (200 mr, 28,5%).

KXMC m/z: 240,0 (M+1)".

Cramus 4. Ilomyuyenne 6'-amuHO-N-(2-MopdonmHOoOKca3omno[5,4-b]mupuann-5-un)-[2,3'-ounupuanH]-6-
KapOOKcaMuI.

B repMeTrndecku 3akphITyI0 MPOOUPKY HOMELIAH 5-XJI0p-2-MophoInHOOKca30i0[5,4-bmupuann (76 wmr,
0,316 Mmoib), TpeT-OyTua (6-xapdamown-[2,3'-6unupuaua]-6'-mn)kapdamar (100 mr, 0,316 MMob) (IpOMEKy-
TOYHOE coeauHeHune 2) u kapboHar ne3us (257 mr, 0,79 MMoinb) B Tosryosie (5 M) ¥ MIPOTyBIA apTOHOM B Te-
genue 10 muH. Jlo6asmsumn X-Phos (15 mr, 0,32 MMoms) u HarpeBaym mpu Temnepatype 110°C B TedeHne HOYH.
PactBopurtens otroHsumd. [1oydeHHBIN CHIPOW MPOAYKT OYHINAIH C TIOMOIIHIO0 KOJIOHOYHOH XpomaTorpadun Ha
cunukarene 60-120, ucrons3yst 5%-uerii Mmetanon B DCM B kadecTBe 3I0EHTA. 3aTeM IOMYYCHHBIH CBHIPOM
MPOAYKT OYHIIAIH ¢ IoMomrsio pen. BOXKX, momyuas ykazanHoe B 3arosioBke coenuHenne (11 mr, 10,0%).

'H SIMP (CDCls, 300 MI'n): & 8,81 (c, 1H), 8,25-8,24 (1, 1H), 8,10 (c, 1H), 7,80-7,75 (m, 3H), 7,50-7,44
(M, 1H), 7,25 (c, 1H), 3,77-3,62 (M, 8H).

KXMC 72,3%, m/z = 418,2 (M+1)". BRXKX: 96,1%.

ITpumep 13.

6'-AmuHO-N-(2-MopdonmHOTHA3010[ 4, 5-C |IUpUIUH-6- I/IJ'I) [2,3'-OunupunnH]-6-kapOokcamug

/
/N
U

Cramus 1. Cunres 6-xnopTtrazono[4,5-cmapuaua-2(3H)-Tnona.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMCAaHBl s cragud 1 mpumepa 1,
4,6-nuxnopnupuauH-3-amuH (1,3 T, 7 MMOJIB) IIUKJIM30BAIN, UCTIONBL3Ys dTHIKCAHTAT Kanws (2,55 r, 15 MMoIb)
B IM® (25 mu), npu temrieparype 150°C B Tedenue 8 4 C MOJyICHHEM yKa3aHHOTO B 3ar0JIOBKE COCITUHEHUS
(1,3 1, 86,6%) B BUuAE TBEpAOIrO BELIECTBA CBETIO-KOPUUYHEBOIO 1[BETA.

'H SIMP (400 MT';, IMCO-dy): & 14,2-14,0 (yump., 1H), 8,274 (c, 1H), 7,931 (c, 1H);

JKXMC: 100%, m/z =201,3 (M+1)".

Cranus 2. Cunres 4-(6-xioptuasoino[4,5-c|mupuauH-2-1u1)MopQonHa.

B cycnensuto 6-xmoptrasono[4,5-c]mupunua-2(3H)-tuona (0,3 r, 1,16 mmons) B DCM (4 min) npu Temrie-
parype 0°C mobaBisin okcanmi xaopux (0,2 mi, 2,38 mmous) u JIM® (1,5 mi). [TomyyenHol cmecu naBanu
MEJUIEHHO HarpeTbcs 10 KOMHATHOM TeMIiepaTyphl U NepeMellnBaii B TeueHue | 4. PeaklinoHHyI0 cMech OMSITh
oxaxaanmu o 0°C u modasism TpudTriaamuH (0,66 mit, 4,76 mMoins) u Mopdoius (0,13 M, 1,75 mMons). Pe-
aKIMOHHYI0 cMech nepememmmBaiy pu KT B Teuenue 1 4 ¥ racuiid BoJIOM U 3KCTPArupoOBajd ITUIIAIETATOM.
OObeIMHEHHBIE OPTAaHWYECKHE CJIOM TPOMBIBATIM BOJOH, HACHIIIEHHBIM COJICBHIM PACTBOPOM, CYIIWIIA Hal
Ccynp(paToM HAaTPHUS W KOHIICHTPHPOBAIH MPHU MOHIKEHHOM JaBiieHHH. CHIpoe BEHIECTBO OYHUINAIN C IOMOIIBIO
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kosoHouHo# xpomarorpaduu (EtOAc/H-rekcan 3:7) ¢ TOJy4eHHEM YKAa3aHHOTO B 3aroJIOBKE COCIUHCHUS
(0,14 1, 39,6%) B BHIIE TBEPJIOTO BEIIECTBA CBETIO-KOPUYHEBOTO LIBETA.

'H SIMP (400 MTI'u, IMCO-dq): & 8,47 (c, 1H), 8,04 (c, 1H), 3,74-3,72 (v, 4H), 3,61-3,59 (m, 4H);

KXMC: m/z = 256,1 (M+1)".

Cramuss 3. Cunare3  6'-amuHO-N-(2-MopdommHOTHA3010[4,5-C |NIupuanH-6-111)-[ 2,3 "-OumupuanH]-6-
KapOOKcaMua.

Hcnone3yss Te jke caMmble YCIOBHS pEakIiH, KOTOpble ONMCaHBl isi cTamguu 4 mnpumepa 12,
4-(6-xnopTtrazomno[4,5-c]mupuauna-2-un) mopdomuH (0,081 r, 0,32 MMOIb) TMOABEpraiM B3aUMOJICHCTBHIO C
TpeT-0yTun (6-kapOamown-[2,3'-ounupuana]-6'-min)kapbamatoM (TpomMexkyTouHoe coemuHenue 2) (0,1 T,
0,32 Mmomb), ucnonb3ys kapoonat mezus (0,21 r, 0,64 mmoip), XantPhos (0,028 1, 0,047 mMoib) u Pdy(dba)s
(0,015 mr, 0,015 Mmoib) B ToyoOJe:AMOKCaH (2:2 MIT), UTO JaBajlo ChIpOH MpoayKT. [lojydeHHbIH ChIpo mpo-
JIYKT OYMIIAIH C IIOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cuinukarene 60-120, ucronb3ys 2%-HblH MEeTaHO
B DCM B kauecTBe 3roeHTa. Jlanee MoIydeHHbIH ChIpoil IpOoMyKT o4MIIany ¢ noMousto mpen. BOXX ¢ momy-
YCHHEM YKa3aHHOTO B 3aroyioBke coenunenus (0,01 r, 6%) B BuIe TBEpAOro BEIIECTBA HE COBCEM OEIIOTO IBETA.

'H SIMP (400 MI', JIMCO-dq): & 10,65 (c, 1H), 8,88 (1, 1H), 8,85 (mx, 1H), 8,71 (c, 1H), 8,55 (c, 1H),
8,22-8,13 (m, 4H), 7,09 (n, 1H), 3,73 (1, 4H), 3,58 (1, 4H).

KXMC 100%, m/z = 4342 (M+1)".

ITpumep 14.

6'-AMuHO-N-(2-MopdonmmHOTHA3010[5,4-b] MUpUANH-5 I/IJI) [2,3'-OummupuanH]-6-kapOOKcaMuT

U

Cramus 1. [Tomydenune S5-xmoptrasono[S,4-bnupuanH-2-Tromna.

Hcnonp3ys Te e caMble YCIOBHUS peakIluy, KOTOpbIe OMMCaHBI A cTaauu 1 mpumepa 1, AUXIopHIupuInH-
3-amuH (5 T, 30 MMOJIB) ITUKIN30BANIH, HCIIONB3YS ATHIKcaHTaT Kayms (9,81 r, 61 mmons) B NMP (40 M), ipu
temneparype 150°C B TeueHre HOYH ¢ MOIYICHUEM YKa3aHHOTO B 3aT0JIOBKe coenuHeHus (5,5 T, 92%).

'"H SIMP (JIMCO-dg, 300 MT'nr): & 14,10 (ymmp. ¢, 1H), 7,66-7,62 (1, 1H), 7,53-7,48 (1, 1H).

KXMC m/z: 202,9 (M+1)".

Cranus 2. [Tonyuenne 4-(5-xnoptuazono[5,4-b mmpuana-2-mn)MopdonuH.

Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpble ONHMCaHbl I craaud | mpumepa 4,
5-xnoprtrazono[5,4-bmupuann-2-Tron (5,5 1, 27,22 MMOnb) MOABEPTaNN pPEaKIMU 3aMELICHUS, HCIIONb3YS
MopdouuH (40 MiT), C TOTyYSHHEM YKa3aHHOTO B 3arojioBke coepuHenus (4 T, 58%).

'H SIMP (JIMCO-dg, 300 MI'ny): & 7,83-7,80 (x, 1H), 7,42-7,39 (n, 1H), 3,75-3,71 (m, 4H), 3,61-3,58 (M,
4H).

KXMC m/z: 256,0 (M+1)".

Cramus 3. Tlomyuenue 6'-amuHO-N-(2-MopdonuHOTHA3050 [5,4-b|mHpuann-5-un)-[2,3'-ounupuann]-6-
KapOOKcaMua.

Hcmonb3ys Te ke caMble YCIOBHS pEaKInd, KOTOPBIE OMUCAaHBI T cTanuu 4 nmpuMepa 12, 6'-amuH0-N-(2-
MopdoarHOTHA30110[5,4-bmupuanH-5-nn)-[2,3'-6unupuauH |-6-kapooxcamua (200 mr, 0,632 MMomb) oBepra-
JU B3aMMOJEHCTBUIO ¢ TpeT-OyTmi (6-kapOamoun-[2,3'-ounmpuanH]-6'-mi)kapoamaToM (IPOMEKYTOIHOE CO-
equaenne 2) (177 mr, 0,692 MMonb), ucmons3ys kapOonar mesus (514 wmr, 1,582 mmoins), X-Phos (30 wr,
0,063 mmonb) u Pd,(dba); (28 mr, 0,031 Mmons) B Tomyose (5 Mir), 4To HaBajo ChIpod Mpoaykt. [lomydeHHbIH
CBIPOM TPOAYKT OYMIIAJIM C TIOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cuinukarene 60-120, ncrmonb3ys
2%-ub1ii MeTanon B DCM B kauecTBe sitoeHTa. Jlajee MoydeHHBIH ChIpOM MPOAYKT OYHUINATIH C MOMOLIBIO
npen. BOXX, nonydas ykasanHoe B 3aronoBke coeaunenue (13 mr, 5%).

'H SIMP (JIMCO-ds, 300 MI'): & 10,06 (c, 1H), 9,17-9,16 (x, 1H), 8,64-8,60 (m, 1H), 8,39 (c, 1H), 8,15-
8,13 (n, 1H), 8,04-7,99 (r, 1H), 7,93-7,91 (1, 1H), 7,80-7,69 (M, 4H), 3,75-3,72 (t, 4H), 3,55-3,52 (t, 4H).

KXMC 96,5%, m/z = 434,4 (M+1)". BRXKX: 95,1%.

ITpumep 15.

2-(2-Merunmupuana-4-uin)-N-(2-mopdonuaOTHA301710[4.5 b]nI/IpI/Iz[HH 6-111)0KCca30-4-KapObokcaMu

AR

Cramus 1. [Tomydenune Tnaaono[4.5—b]n1/1p1/1;[1/1H-2—T140na.

Hcnonp3ys Te ke caMble YCIIOBHS PEaKkIny, KOTOPBIE ONMCaHbI I ctaauu | mpumepa 1, 3-OpomnupuanH-
2-amuH (5 T, 28 MMOJIb) IMKJIN30BAJIH, UCTIONB3Ys dTHIKCaHTAT Kanus (9,24 1, 57 mmoins) B NMP (40 M), pu
temneparype 150°C B TeueHUe HOUU ¢ MOIYYEHHUEM YKa3aHHOIO B 3aroyioBke coenuHenus (4,2 r, 88%).

'H SIMP (JIMCO-dg, 300 MT'n): & 8,37-8,35 (m, 1H), 8,15-8,12 (m, 1H), 7,32-7,28 (k8, 1H);

KXMC: m/z: 169,1 (M+1)".
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Cranus 2. [omyuenne 4-(tnazomno[4.5-b mupunnn-2-mm)MopoinH.

Ucnonb3ys Te ke camble YCIOBHS PEaKIMH, KOTOpble OMucaHbl A craauu | mpumepa 4, tuazono[4.5-
bmupuana-2-tHoN (4,2 T, 25 MMOJB) MOABEPTad PEaKIUU 3aMEIIeHUs, UCIoNb3yst Mopdomua (20 M), pH
temneparype 110°C ¢ noxydeHneM yka3zaHHOTO B 3arojioBke coenuHenus (3 r, 55%).

'H IMP (JIMCO-dg, 300 MTI'): & 8,32-8,30 (i, 1H), 8,22-8,18 (ma, 1H), 7,07-7,03 (x8, 1H), 3,76-3,72
(M, 4H), 3,62-3,59 (M, 4H).

KXMC m/z: 222,3 (M+1)".

Cramus 3. [Tomydenune 4-(6-HUTpoTHA30J10[4.5-b [mupunuH-2-uin)MopQoIrHa.

Hcmonb3ys Te e camble YCIOBHS PEaKIK, KOTOPBIE OMUCaHbl s ctanuu 4 mpumMepa 1, 4-(tnazono[4.5-
b Jmupuana-2-un)mopdonus (2,5 T, 11,3 MMOIb) HUTPOBAJIH, HCIIOJIE3YS YKCYCHYIO KUCIIOTY (5 MJT) M IBIMSIITYIO
azotHylo kucioty (10 mu), npu temneparype 100°C B TedeHHEe HOYM C TOJyYEHHEM YKa3aHHOTO B 3ar0JIOBKE
coemquuenus (1,5 T, 50%).

'"H SIMP (JIMCO-dg, 300 MT'mr): & 9,15-9,09 (m, 2H), 3,70-3,60 (yummp. ¢, SH).

Cranus 4. [lonyuenne 2-mopdonnHoTrasono[4.5-bnupuanH-6-amuHa.

Hcnonp3yss Te »ke caMble YCIOBUSI pEaklHH, KOTOpble OMNHMCAaHbl sl cragud S5 mpumepa |,
4-(6-anTporuazoino[4.5-b]nupuanH-2-nm)mopdonux (500 mr, 1,879 MMoIIB) BOCCTaHABIMBAIN C IIOMOIIBIO T10-
pomka nuHKa (977 mr, 15,03 MmMons) u xmopuna ammonus (812 mr, 15,03 mmons) B cmecu TT'd/meranon/H,O
(10 Mn/2 mi1/1 M), 9TO AaBaJO yKa3aHHOE B 3aroyioBke coeannerue (430 mr, 97%).

'H IMP (IMCO-dg, 300 MTI'u): & 7,75-7,74 (n, 1H), 7,36-7,35 (1, 1H), 5,10-5,05 (ymmp. ¢, 2H), 3,73-3,70
(M, 4H), 3,48-3,34 (M, 4H).

KXMC m/z: 237,4 (M+1)".

Cramqus 5. TTonyuenue 2-(2-metunmupuanH-4-1i)-N-(2-MoppomuHoTHA3010[ 4. 5-b [ITupu aAnH-6-
MIT)oKcaszon-4-kapOokcamMua.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl JiIs craguu 6 mpumepa 1,
2-mopdonmHoTHaz000[4.5-b|mupuana-6-amua (110 mr, 0,466 MMONB) TOABEpPrajiM B3aMMOJCHCTBHIO C
2-(2-MeTnmupuANH-4-1i1)0Kca3on-4-kapooHoBorr  kucimoTor (95 wmr, 0,466 mmomns), ucrons3ys EDCI-HCI
(133 wmr, 0,699 mmons), HOBt (94 wmr, 0,69 mmons), DIPEA (0,2 mi, 1,165 mmons) B JIM® (2 mi), ¢ monmy4deHu-
€M CBIporo mnpoaykra. IlomyueHHBIH CHIPOI MPOAYKT OYMIIAIHM C IIOMOIIBI0 KOJOHOYHOH Xpomartorpaduu Ha
cunukarene 60-120, ucnons3yst 2%-ub1il MetaHon B DCM B kadecTBe amoeHTa. ChIpoil MPOIyKT 3aTeM O4HUINa-
1 ¢ nomouipio npen. BOXX, nmonyyast ykazaHHoe B 3arojioBke coeaunenue (28 mr, 15%).

'H SIMP (JIMCO-ds, 300 MTI'): & 10,45 (c, 1H), 9,01 (c, 1H), 8,70-8,63 (1, 1H), 8,65-8,62 (1, 2H), 7,89
(c, 1H), 7,80-7,75 (n, 1H), 3,77-3,72 (T, 4H), 3,62-3,60 (T, 4H), 2,60 (c, 3H).

KXMC 100%, m/z = 423,2 (M+1)". BDXKX: 96,9%.

ITpumep 16.

6'-AMuHO-N-(2-MopdonmmaOTHA3010[4.5-b [MIUpuanH-6-11)-[ 2,3'-OunupuIuH | -6-Kkap OoKCaMu I

oo
S N =
= IT @
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Cramus 1. [Tomygenue 6-6pom-N-(2-MopdoarmHoTHA3010[4.5-b |MUpUANH-6-1T) TUKOTUHAMHIA.

Hcnonp3yss Te »ke caMble YCIOBUSI pEaklHH, KOTOpbIE OMNHMCaHbl s craguud 6 mpumepa |,
2-mopdonuHoTHA30710[4.5-b|MupuauH-6-aMuH (IpoayKT co craauu 4 mpumepa 15) (320 mr, 1,35 Mmonb) moa-
BEprajy B3aWMOJCHUCTBUIO C 6-OpOMIUKOJIMHOBOM KucioTOH (356 mr, 1,76 mmons), ucnons3ys EDCI-HCI
(698 mr, 5,4 mmoins), HOBt (239 wmr, 1,76 mmons), DIPEA (338 mu, 1,76 mmons) B IM® (5 min), ¢ momydeHreM
YKa3aHHOTO B 3arojioBke coenuHenus (250 mr, 43,9%).

KXMC m/z: 421,6 (M+1)".

Cramus 2. Ilomydyenue tper-Oytun (6-((2-mopdonmHoTHazono[4.5-blmupuanH-6-m1) kapbamonin)-[2,3'-
OounmpuanH]-6'-11) kapoamara.

Hcrmonb3ys Te &e caMble YCIOBHS PEakiliu, KOTOpPbIE OMHMCAHBI JUia cTaauu 7 mpumepa 1,6-6pom-N-(2-
MopdoarHOTHA30110[4.5-bMupuanH-6-mi)mukoauHaMu (250 mr, 0,59 MMOJIb) MOABEpTaId B3aUMOACHCTBUIO C
TpPEeT-0yTHII (5-(4,4,5,5-rerpamerui-1,3,2-1ru0KkcabopoITan-2 -1 ) TUPUANH-2 -1 )KapOaMaToOM (151 MT,
0,71 mMoip) (TmpoMeXxyTouHOEe coenuHeHue 1), ucrmonb3ys kapOoHar Hatpus (188 wmr, 1,77 MMmoib) u
Pd(PPh;),Cl, (22 wmr, 0,029 mmoins) B 1,2-nuMeTokcudTane (8 Mir), 9TO aBajo ChIpoi MpoAyKT. IlomydeHHBIH
CBIPOH POJYKT OYHMINAIHN ¢ TToMo1bio Xxpomarorpada Combiflash, ucnonssys 0,2-2,0% meraHon B xiopodopme
B KaueCTBE JJIIOCHTA, M0JIy4asi yKa3aHHOE B 3arojoBke coeaunenue (120 mr, 37,8%).

KXMC m/z: 534,2 (M+1)".

Cramuss 3. Ilonmyuenme 6'-amuHO-N-(2-MopdonmnoTHazono[4.5-bmupuann-6-un)-[2,3'-ounupuanH]-6-
KapOOoKcaMua.

Hcnonp3ys Te e caMble yCIOBHS PEaKIUH, KOTOPHIC OMHMCAaHBI A CcTagud 8 mpuMmepa 1, Tper-OyTmi
(6-((2-mopdommuoTHA300[4.5-b JNIMpUIH-6-1)KapObamonn)-[ 2,3'-ounupuaua]-6'-un)kapbamar (120 MT,
0,22 MMOJTB) TIOABEPTATH YAAICHUIO 3aIIUTHBIX TPy, HCIToNb3ys TAY (12 mir), 94To JaBajio yKka3aHHOE B 3aro-
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noBke coenunenue (80 mr, 82%).

'H SIMP (JIMCO-dg, 300 MI'n): & 10,65 (c, 1H), 8,96 (c, 1H), 8,71 (c, 1H), 8,45-8,42 (1, 1H), 8,08-7,95
(M, 3H), 6,59-6,56 (n, 1H), 6,38 (c, 2H), 3,76-3,74 (1, 4H), 3,63-3,62 (1, 4H).

XKXMC 98,9%, m/z = 434,1 (M+1)". BRXKX: 95,9%.

ITpumep 17.

N-(2-MopdhommuaoTHazono[4.5-b]mupunua-6-mm)-6-( 1 H-mupa3on-4-wn)mukoTHHaAMHAT

=
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Hcnonp3yst Te e camble YCIOBHS PEaKLUH, KOTOpPbIE ONMCaHBI Ul cramuu 7 mpumepa 1,6-0pom-N-(2-
MOpQoIMHOTHA30510[4.5-b | MUpUIHH-6-1T) TUKONMHAMUA  (TIPOAYKT co craauu | mnpumepa 16) (200 wr,
0,477 wmMonp) momBeprayim B3amMmoneiictBuro ¢ 4-(4,4,5,5-terpamerun-1,3, 2-muokcabopoan-2-w)-1H-
mupazoniom (111 mr, 0,572 MMmonb), ucrons3ys kapoonat Hatpus (151 mr, 1,431 mmons) u Pd(PPh;),Cl, (35 wmr,
0,0477 MmMoup) B 1,2-auMeToKcHAITaHe (5 MIT), 9TO aBajo CHIpOH MPOAYKT. [TomydeHHBIN ChIpOi MPOIYKT OUHr-
IIaJIH C TIOMOIIBIO0 KOJIOHOYHOH Xpomartorpaduu Ha crnukarene 60-120, uconssys 2%-us1it Mmeranon 8 DCM B
KadecTBe droeHTa. Janee ero ounmmany ¢ momonibio npern. BOXX, momydas ykazaHHOe B 3ar0JIOBKE COCIMHE-
uue (14 mr, 8%).

'H SIMP (IMCO-dg, 400 MI'm): & 13,2 (c, 1H), 10,60 (c, 1H), 8,70-8,60 (M, 3H), 8,40 (c, 1H), 8,02-7,91
(M, 3H), 3,76-3,74 (T, 4H), 3,62-3,60 (T, 4H).

XKXMC 100%, m/z = 408,1 (M+1)". BXX: 97,9%.

ITpumep 18.

3-(4-(AMuHOMeTHI)TMIIEPUIHH- | -111)-6-PTop-N-(2-MopdomrHoTHA3010[ 4. 5-b | NMMpH AMH-6-1T)0eH3aMH ]

F
R = N
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Cramus 1. tper-Bytun ((1-(3-drop-5-((2-mopdonunoTnaszono[4.5-b]nupuaun-6-min)kapoamMont)peHn)-
NUINepuaAnH-4-mI)MeTHI)KapOamar.

Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE ONHMCaHbl s cragud 6 mpumepa |,
2-mopdonuHoTHA30710[4.5-b|MupuauH-6-aMuH (IPpoayKT co craauu 4 mpumepa 15) (60 mr, 0,254 Mmonb) mox-
Bepraju Bzaumoeictauio ¢ 3-(4-(((Tper-0yTokcHKkapOOHHI)aMHHO )METHI) TMIIEPUINH- | -11)-5-propOeH3oitHoM
KHCJIOTOH (mpoMexxyTodHOe coeauuerue 5) (98 mr, 0,279 mmons), ucmons3yss EDCI-HCI (72 wr, 0,381 MMois),
HOBt (52 wr, 0,381 mmons), DIPEA (98 wmr, 0,762 mMons) B AM® (5 mit), ¢ HOAYYCHHUEM YKa3aHHOTO B 3aro-
noBke coequaenus (130 mr, 90,2%).

KXMC m/z: 571,2 (M+1)".

Cramus 2. 3-(4-(AmuHOMETHI)UATIEPUANH- | -11)-6-pTOp-N-(2-MopdhomHoTHazom0[4.5-b |mupuauH-6-
n1)0eH3aMuUI.

Hcnonp3yst Te ke caMble YCIIOBHUS PEaKI[MM, KOTOPbIE OIMCAHBI JUIA CTaauu § mpumepa 1, Tper-Oyrun
((1-(3-pTop-5-((2-MmopdomuHOTHA3010[ 4. 5-b JIHp U AMH-6-110T ) KapOaMO T ) eHUIT ) TATICPHU T H-4 - HJT)METHIT ) -
kap6amat (130 mr, 0,228 MMOJIb) IOABEPTaIH YAAJICHHUIO 3alIUTHBIX TPy, ucnonb3ys pactsop HCl B merano-
ae (4,7 Mi1) ¢ NOJyYeHHEM CBIPOTo coeluHeHHs. [1oaydeHHBIH CHIpOH MPOXYKT OYHMILAIN C MOMOIIBIO TIPEIL.
BDXX, nomyuast ykazanHoe B 3aroyioBke coenunenue (55 mr, 47,8%).

'H SIMP (JIMCO-ds, 300 MT'm): & 10,74 (c, 1H), 8,87 (c, 1H), 8,69 (c, 1H), 7,96 (c, 3H), 7,41 (c, 1H),
7,14-7,01 (m, 2H), 3,69-3,68 (m, 6H), 2,83-2,73 (m, SH), 2,27 (c, 1H), 1,85-1,81 (M, 4H), 1,30-1,23 (M, 3H).

KXMC 100%, m/z =471,5 (M+1)". BDXKX: 97,9%.

ITpumep 19.

2-(4-(AMuHOMETHI ) TUTIEpUANH- | -111)-6-PTOp-N-(2-MOophomrHOTHA3010[ 4. 5-b |THpUAMH-6-11T) Oe H3aMHU T

F

H
O SITTi
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Cragus 1.  Tlonyuenme  Tper-Oytmn  ((1-(4-prop-2-((2-mopdomuuoTHaz00[4.5-b]MTUpHINH-6-
WIT)KapOamMom)eH T ) TuIepuanH-4-nI1)MEeTHI)KapOamara.
Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE OMNHMCaHbl I craaud 6 mpumepa |,
2-mopdonuHoTHA30710[4.5-b | MupuauH-6-aMuH (poayKT co cramuu 4 mpumepa 15) (100 mr, 0,423 mmons) moa-
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Bepraju Bzaumoeictauio ¢ 2-(4-(((Tper-0yTokcHkapOOHHI)aMHHO )METHI ) TUIIEPUINH- | -111)-5-propOeH3oitHoM
KHCIOTON (TpomexxyTouHoe coemuHenne 6) (164 wmr, 0,466 mmoinb), ucmomsdyss EDCI-HCI (121 wr,
0,65 mmois), HOBt (85 wmr, 0,635 mmoins), TEA (0,3 mi, 1,694 mmons) B JIM® (4 mit), ¢ IOTy4eHUEM yKa3aH-
HOTO B 3aroyioBke coenuuenus (50 mr, 21%).

KXMC m/z: 571,3

(M+1)".

Cramqus 2. TTonyuyenue THAPOXJIOPHIA 2-(4-(aMuHOMETHN ) TATIEPUANH- | -111)-6-pTOp-N-(2-
MopdoarHOTHA30I10[4.5-b | mupuanH-6-11)0eH3aMuIa.

Hcnone3ys Te e caMble yCIOBUS PEaKIUH, KOTOPHIC OMHMCAaHBI AN CTagud 8 mpuMmepa 1, Tper-OyTui
((1-(4-pTop-2-((2-mopdomuHOTHA30I0[ 4. 5-b |THpUAMH-6-111T) KapOaMOmIT ) heHUIT ) TATICPU T H-4 -
win)Metwn)kapoamat (50 mr, 0,087 MMOITB) MOABEPTANIN YAAJICHHUIO 3alUTHBIX TPy, Hconk3ys pactsop HCI B
MeTaHoue (4,7 MIT), 4TO aBallo yKa3aHHOE B 3arojoBke coequnenue (40 mr, 90%).

'H SIMP (JIMCO-dg, 300 MT'm): & 11,93 (c, 1H), 8,87-8,86 (1, 1H), 8,70-8,69 (x, 1H), 8,20-7,98 (M, 3H),
7,65-7,61 (M, 1H), 7,49-7,43 (m, 2H), 3,77-3,75 (1, 4H), 3,75-3,67 (1, 4H), 3,22-3,19 (M, 2H), 2,82-2,72 (M, 4H),
1,89-1,85 (m, 3H), 1,40-1,36 (M, 2H).

KXMC 100%, m/z =471,3 (M+1)". BDXKX: 96,8%.

ITpumep 20.

2-(2-Metunmupuana-4-uin)-N-(2-mopponunHo-5-(umnepuans- 1 -uim) trazono[4.5-b | mupuauH-6-1T)0KCca30JI-
4-xapOokcamMu

S\ SN
O~ X
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Cramus 1. [Tomydenne S5-xmoptrasono[4.5-b|nupuanH-2-Tromna.

Hcnonp3ys Te e caMble YCIOBHS pPEaKIHH, KOTOpBIE OMHMCaHBI il craanu | mpumepa 1, 3-Gpom-6-
xynoprupuanH-2-amMuH (1,8 T, 8,653 MMOJIb) TUKIN30BaIN, UCTIONB3YS dTHIKCAHTAT Kamus (2,35 1, 14,71 Mmoinb)
B NMP (5 mn), mpu Temneparype 165°C B TedeHHe HOUHU C TIOJTYYSHHUEM ChIporo npoaykra (2,0 r).

KXMC m/z: 202,9 (M+1)".

Cranus 2. [Tonyuenne 5-xnop-2-(MeTwiaTno)Trasono[4.5-b Jnupuanna.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOPHIC OIUCAHBI s CTaguud 2 TmpuMmepa 1,
5-xnoprtrazono[4.5-b]mupunun-2-Tron (2 r, 9,850 MMOJIB) MOABEpPTaN METHIMPOBAHUIO, HCIONIB3Ys KapOoHAT
kamus (2,71 1, 19,7 mmons) u metunitonun (2,1 t, 14,775 mmons) B atmnanetare (10 M), ¢ mOJIydeHHEM CBIPOTO
npoaykra. [Tomy4eHHbIH CBIpOH MPOAYKT OYMINAIN C TOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIMKAarese
60-120, ncnone3ys 20%-HBIif STUIAIETAT B TEKCaHE B KAUECTBE JJIIOCHTA, MOJIyJas yKa3aHHOE B 3arOJIOBKE CO-
eaunenwue (500 mr, 2 3,8%).

'H SIMP (CDCls, 300 MI'm): & 8,02-8,00 (x, 1H), 7,37-7,24 (m, 2H), 2,85 (c, 3H).

Cramus 3. [Tomyaenune 4-(5-xmoprrazono[4.5-b jnupuaua-2-mn)MopdosiHa.

Hcnonp3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(meTunTro)THa300[4.5-b Jmupuaua (500 Mmr, 2,314 MMOITB) MOABEPTAIA PEAKINH 3aMEIIESHUS, HCIIONb3Ys MOP-
¢domua (1 Mir) u TT'® (1 M), ¢ MOTydYeHHEM yKa3aHHOTO B 3aroyioBKe coeanHeHus (450 mr, 76,2%).

'H SIMP (CDCls, 400 MI'n): & 7,82-7,80 (z, 1H), 7,04-7,01 (n, 1H), 3,84-3,83 (m, 4H), 3,75-3,71 (m, 4H).

KXMC m/z: 256,0 (M+1)".

Cranus 4. Ilonyuenne 4-(5-xnop-6-HutpoTHazono [4.5-b]nupunus-2-un)MopdonnHa.

Hurpar xamus (266 wmr, 2,64 Mmonp) mobaBisuin K pactBopy 4-(5-xmopruasono[4.5-b|nupuaun-2-
win)MopdomuH (450 mr, 1,764 MMoib) B KOHII. cepHO# kucaoTe (5 mMi) n nepememmnBany npu KT B TedeHue Ho-
yn. B peaknmoHHyro Maccy G00aBISUIM JIEASHYIO BOAY W OT(QHIBTPOBBIBAIN TBEPIOE BEIECTBO C IOIy4YCHHEM
YKa3aHHOTO B 3arojioBke coenuHenus (450 mr, 86,0%).

'"H SIMP (JIMCO-dg, 400 MT'nr): & 9,06 (c, 1H), 3,75 (c, 8H).

KXMC m/z: 301,0 (M+1)".

Cramus 5. [Tomydenne 4-(6-HuTpo-5-(tunepuana- 1 -un)trazono[4.5-bmupuaun-2-mn)mopdonmHa.

Hcmonb3ys Te e camble YCIOBHSI PEaKIuH, KOTOPBIE ONMMCAHBI JIs cTamuu 1 mpumepa 6, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunun-2-un)mMopdonud (450 mr, 1,50 MMOIb) ToaBEpraiyv peakiuHu 3aMEIIeHUs, WC-
none3yst runepuauH (0,5 M) B TT'® (5 mur), 75°C B Teuenue 2 |, moxyvas ykazaHHOE B 3ar0JIOBKE COSTMHEHUE
(450 mr, 85,7%).

KXMC m/z: 350,1 (M+1)".

Cranus 6. [lonyuenne 2-mopdonuno-5-(nunepunus- 1 -mm)tuazono[4.5-bnupuaun-6-amuna.

Hcnonb3ys Te xe camble YCIOBUS PEaKIHH, KOTOpbIe OMUCaHbl sl cTanuu 5 npumepa 1, 4-(6-HUTpo-5-
(mmnepuauH-1-un)rrazono[4.5-blmmpuans-2-mn)mopdonun (400 mr, 1,142 MMoJIB) BOCCTaHABIMBAIN C TIOMO-
mpo mopomka nuHKa (600 Mmr, 9,136 MMmombs) m xmopuma ammomms (1,0 T, 18,272 mmomb) B cMmecu
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Tr'®/meranon/H,O (10/2 min/1 mi), 9o maBano ceipoid mpoaykt (400 mr).

KXMC m/z: 320,25 (M+1)".

Cramuss 7. Ilomyuenue 2-(2-metunnupuauH-4-mi)-N-(2-MmopdoauHo-5-(munepuui- 1-m)Truazono[4.5-
b JnupuanH-6-1i1)0Kcazon-4-kapOoKkcaMuIa.

Hcnone3ys Te jke camble YCIOBHS PeakIliy, KOTOPBIE OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢oruHo-5-
(munepuauna-1-wn)Trazono[4.5-bmupunun-6-amua (100 mr, 0,313 MMoIb) TOABEpraiv B3aUMOACWCTBHIO C
2-(2-meTunnupuanH-4-mn)okca3on-4-kapooHoBoit  kuciotel (64 wmr, 0,313 mmonb), mcmons3dys EDCI-HCI
(90 wmr, 0,47 mmous), HOBt (64 mr, 0,47 mmoinb), DIPEA (101 wmr, 0,782 mMous) B JIM® (5 min), ¢ mosryaeHHEM
ChIporo MpoaykTa. [TonmydeHHBIH ChIpOi MPOAYKT OYHINAIN ¢ momoIisio mpen. BOXKX, momydas ykazaHHoe B
3arosyioBke coenuaenue (40 mr, 47,5%).

'H SIMP (JIMCO-dg, 400 MTI'): & 9,80 (c, 1H), 9,21 (c, 1H), 8,90-8,88 (m, 2H), 8,19 (c, 1H), 8,07-8,06 (m,
1H), 3,73-3,72 (1, 4H), 3,60-3,58 (1, 4H), 3,03-2,90 (T, 4H), 2,66 (c, 3H), 1,88-1,79 (T, 4H), 1,65-1,58 (M, 2H).

JKXMC 90,4%, m/z = 506,3 (M+1)". BOXKX: 92,6%.

ITpumep 21.

N-(2-Mop¢onuno-5-(munepuaus- 1 -nin)ruazonol4.5-b Jnupuana-6-mm)-6-(1 H-nupazon-4-uim) muKonuH-
amuIa

Hcnonp3ys Te xe camble yCIOBHUSI pEaKkLUK, KOTOPBIE OMMCaHbl It cTaauu 6 mpumMepa 1, 2-mopdomanHo-5-
(munepuana-1-wn)Trazono[4.5-bmupunuH-6-amMmuH (IPoaykT co ctaguu 6 mpumepa 20) (100 mr, 0,313 MMob)
nojaBepragu B3auMojercTeuio ¢ 6-(1-(terparnapo-2H-nupan-2-ui)-1H-nupa3on-4-um)IMKOIMHOBOH KHCIOTHI
(mpomexxytounoe coemuaenue 3) (90 mr, 0,313 mmous), ucrone3yss EDCI-HCI1 (90 wmr, 0,47 mmons), HOBt
(64 mr, 0,47 mmons), DIPEA (101 wmr, 0,782 mmoib) B JIM® (5 M), ¢ mosmydeHHEM CHIPOTO KOHJICHCHPOBAaHHO-
ro npoxaykra. Mcnone3ys Te ke yCIOBUS peakIUM, KaKue OMMCaHbl Ha CTaAuu 8 mpumepa 1, BBIICONUCAHHBIN
CBIPOH MPOYKT MOJBEPTaN yAaleHUIO 3aIUTHBIX TPy, uctoib3ys pactBop HCI B metaHone (5 mi), ¢ momy-
YEHHEM CBIPOTO coequHeHus. [lomyueHHsI ChIpOl MPOIYKT OUYMIIAI ¢ moMollbio npen. BOXX, nomyuas yxa-
3aHHOE B 3aroyioBke coeaunenue (30 mr, 43, 5%).

'H SIMP (JIMCO-dg, 400 MI'm): & 10,80 (c, 1H), 9,05 (c, 1H), 8,39 (c, 2H), 8,05-7,98 (M, 3H), 3,73-3,58
(M, 8H), 2,99-2,90 (M, 4H), 1,75-1,68 (M, 4H), 1,54-1,48 (M, 2H).

KXMC 85,0%, m/z = 491,3 (M+1)". BDXKX: 95,7%.

IIpumep 22.
N-(2,5-du(tmunepuaua- 1 -uin)trazomno[4.5-bmupunna-6-mr)-6-( 1 H-mupazon-4-min) mukoTmHaMu g
Z
|
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Cramus 1. [Tomydenune S-xmop-2-(munepuaus- 1 -min)Truazono[4.5-b mupuanHa.

Hcnonp3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE ONMHCAHBI Uil cTaaud 3 mpuMmepa 1, S-xmop-2-
(Metmntro)trazono[4.5-bmupuana(450 Mr, 2,314 MMOJIB) TOABEPrad PEaKIMK 3aMCIICHUS, UCIIONb3YsI TTHIIe-
punu (1 M) 1 TT'® (M), mpu remneparype 75°C B TedyeHne 2 4 ¢ HOIydeHneM ceiporo npoaykra (500 mr).

KXMC m/z: 254,0 (M+1)".

Cranus 2. [Tonyuenne 5-xmop-6-HuTpo-2-(mnepuaus- 1 -wi)truaszono[4.5-bnupuanna.

Hurpar xamust (71 mr, 2,657 MMoibp) m100aBisuin K pacTBOpy S-xjop-2-(munepuanH-1-nm)rrazonol4.5-
b]mupununa (450 mr, 1,771 MMoib) B KOHIL. cepHOil kucnote (5 M) u nepeMermmBany npu KT B TedeHne HOYH.
K peakunonHoi Macce 100aBISITH JCISHYIO BOLY M OT()UIBTPOBBIBAIN TBEPIOE BEIIECTBO C MOIYYCHHUEM YKa-
3aHHOTO B 3aronoBke coeaunaeHus (400 mr, 75,5%).

KXMC m/z: 299,0 (M+1)".

Cramus 3. [Tomydenue 6-HUTpo-2,5-mu(Tmunepuana- 1 -uin)trazono[4.5-b|nupuauHa.

Vcnone3ys Te ke caMmble YCIOBHSI pEakIiy, KOTOPbIe ONMICaHBI U cTanuu 1 mpumepa 6, 5-xmop-6-HATpo-
2-(munepuauH- 1 -wr)tuazono[4.5-b jmupuann (400 Mmr, 1,337 MMOITB) TTOIBEPTATN PEAKINH 3aMEIICHHS, HCITOJTb-
3yst munepunuH (2,0 M) B TT'® (5 mun), mpu temneparype 75°C B Teuenne 30 MHH ¢ TIOJIydYEHHEM CHIPOTO IPO-
nykta (400 mr).

KXMC m/z: 348,1 (M+1)".

-4]1 -



038748

Cranus 4. [lonydenue 2,5-nu(numnepuaus- 1 -mn)Traszono[4.5-b | nupunna-6-aMuHa.

Hcnonb3ys Te ke camble YCIOBHSI pEaKlUU, KOTOpbIE OMHUCAHBI Ul CTaAuM 5 mpumepa 1,6-HUTpPo-2,5-
nmu(tunepuanH- 1 -un)trazono[4.5-b|mupuaun (400 mr, 1,149 MMOJIB) BOCCTaHABIIMBAIN C IOMOIIBIO TIOPOIITKA
rmaKa (597 mr, 9,192 mMoie) u xopuna ammonus (974 mr, 18,384 mmoinp) B TT'® (10 Mi1), 9TO 1aBajo ChIpoi
npoxykt (320 mr).

KXMC m/z: 318,1 (M+1)".

Cramus 5. Tlonmyuenue N-(2,5-mu(mamnepuans-1-un)tuazomno[4.5-b|nmupuanH-6-mm)-6-(1-(terparnapo-2H-
nupan-2-un)- 1 H-mupa3on-4-uin) muKoaTuHaM U Ia.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOPHIC OIUCAHBI i cragud 6 mpuMmepa 1,
2,5-mu(nunepuanH- 1 -mm)trazono[4.5-b Jmupunun-6-amun (100 mr, 0,315 MMOIIB) MOaBEpragy B3aUMOICHCTBUIO
¢ 6-(1-(rerparunpo-2H-nmpan-2-nin)-1 H-nupa3on-4-uia) TMKOIMHOBOW KHUCIOTOW (IIPOMEKYTOYHOE COEAMHEHHUE
3) (77 wmr, 0,378 mmomnb), ucronb3ys EDCI-HCI (90 mr, 0,472 mmoins), HOBt (63 mr, 0,472 mmons), DIPEA
(101 mr, 0,787 mmonb) B AM® (5 mi1), ¢ nosrydenueM coiporo npoaykra (140 mr).

KXMC mv/z: 573,3 (M+1)".

Cramust 6. Ilomyuennme N-(2,5-mu(munepuans-1-wi)Trazomnol4.5-b]mupunun-6-mn)-6-(1H-nupazon-4-
W) TAKOJTMHAMHA/IA.

Hcnonp3yss Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMCAaHBl I cTaguud § mpuMmepa 1,
N-(2,5-mu(munepuaus- 1 -m)tuazono[4.5-b jmupuann-6-nmn)-6-( 1-(teTparuapo-2H-mupan-2-wmin)- 1 H-mupazon-4-
nn)mukoarnaaMun (140 mr, 0,244) moaBepraiy ynajieHHIO 3alUTHBIX TPYIII, Ucmonb3ys pactBop HCI B meTaHo-
ne (5 M), ¢ MOJIydeHHEM CHIPOTO COeaUHEHHs. [10TydeHHBINH CBIPOHM MPOIYKT OYHWIIAIN C TOMOIIBIO TPETL.
BO3XX, norydas ykazanHoe B 3arojoBke coeaunenue (40 mr, 32,3%).

'H SIMP (CD;0D, 400 MT'nr): & 8,94 (c, 1H), 8,74 (c, 2H), 8,17-8,03 (m, 3H), 3,90-3,82 (m, 4H), 3,33-3,32
(M, 4H), 1,90-1,83 (M, 10H), 1,69-1,68 (M, 2H).

XKXMC 99,0%, m/z = 489,5 (M+1)". BRXKX: 96,2%.

ITpumep 23.

N-(2,5-An(nunepuaun-1-ua)trazono4.5-b Jmnpuana-6-mn)-2-(2-MeTHAIMPUANH-4-1I1) 0OKCa301-4 -
KapOoOKcaMuI
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4
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Hcmonp3ys Te ke caMble YCIOBUSI pEakIWH, KOTOpBIE OMNHCaHbl A cragud 6 mpumepa |,
2,5-mu(munepuaun- 1 -wn)truazono[4.5-bmupunun-6-amua  (mpoAykT co craguu 4 mnpumepa 22) (100 wr,
0,315 MMmoip) moaBepranM B3aMMOJCHCTBHIO € 2-(2-METHWINHPHINH-4-HIT)0KCca30i-4-KapOOHOBOH KHCIOTOH
(77 wmr, 0,378 mmons), ucnonb3ys EDCI-HC1 (90 mr, 0,472 mmons), HOBt (63 wmr, 0,472 mmons), DIPEA
(101 mr, 0,787 mmomnb) B IM® (5 Mi1), C OITyYEHHEM CHIPOTO MPOAYKTa. [1oydeHHBIH CHIpOH TPOIYKT OYHINA-
1 ¢ momousio npen. BOXKX, nonyuas ykazaHHOe B 3ar0JIOBKe coeiuHeHue (45 mr, 26,5%).

'H SIMP (CD;OD, 400 MT'n): § 9,00 (c, 1H), 8,96-8,94 (1, 1H), 8,77 (c, 1H), 8,59 (c, 1H), 8,52-8,50 (x,
1H), 3,90-3,81 (M, 4H), 3,50-3,41 (M, 4H), 2,94 (c, 3H), 1,89-1,75 (M, 12H).

JKXMC 80,0%, m/z = 504,2 (M+1)". BDXKX: 98,4%.

ITpumep 24.

N-(2,5-Tumopdonuaookcazoo[4.5-b [mupuanH-6-ni)-2-(2-Me THITHP U ANH-4-HT)0OKCca30J1-4 -kapOoKcaMHu,T

Q
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Cranus 1. Ilomyuenne 2,5-numopdonnHo-6-HuTpookcasono[4.5-bmupunnna.

Hcnone3ys Te ke camble YCIOBUS pEakIMM, KOTOpbIE ONMMCAaHBI Uil craguu 1 mpumepa 4, 5-xmop-2-
MOPQOIMHO-6-HUTPOOKCa30710[4.5-b]mupuauH (mpoaykt co craauu S5 npumepa 2) (175 mr, 0,6147 mMmors) Ha-
rpeBanu ¢ MopdomaoM (2 Mir) ipu Temneparype 110°C B Teuenue 3 4. PacTBopuTeb OTTOHSIIM C HONTyYCHUEM
CBIpOTo MpoaykTa. [lomydeHHBII ChIpOH NPOIYKT OYMIIAIHM C TOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha CHIIU-
karene 60-120, ucnons3ys 1%-nb1il MmeraHon B DCM B kauecTBe 2/II0€HTa, NOJIyYasl yKa3aHHOE B 3ar0JIOBKE CO-
eaunenue (190 mr, 92,23%).

'H SIMP (CDCls, 300 MI'n): 8 8,14 (c, 1H), 3,84-3,81 (M, 12H), 3,49-3,45 (v, 4H).

KXMC m/z = 336,0 (M+1)".

Cramus 2. [Tomyaenne 2,5-nmumMopdonrHookca3ono[4.5-b [ mupuanH-6-aMruHa.

Hcnonp3yss Te ke caMble YCIOBUSI pEakIWH, KOTOpBIC OIHCaHbl AT cTagud 5 mpumepa |,
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2,5-mumopdonmHo-6-HuTpookcazono[4.5-b]mupumua (190 mr, 0,5666 MMONB) BOCCTaHABIMBAIN C ITOMOIIBIO
nopomrka nuHKa (297 wmr, 4,5329 mmome) m xnopuaa ammoHust (485 wmr, 9,0659 Mmoinp) B cmecH
TI'®/meranon/H,O (10 mur/2 mor/1 M), 9To maBaiio ykazaHHOE B 3arojioBke coeqmuenue (150 mr, 86,70%).

'H SIMP (CDCls, 400 MI'n): 8 6,97 (c, 1H), 3,87-3,66 (M, 14H), 3,12-3,10 (t, 4H).

KXMC m/z =306,1 (M+1)".

Cramuss 3. Tlomyuenme tuapoxiiopuga N-(2,5-gumopdonmuookcazono[4.5-b|mupunna-6-mm)-2-(2-
METWITHPUINH-4-1JT)0Kca30i1-4-kapObokcaMuaa.

Hcnonp3yss Te ke caMble YCIOBUSI pEakIWu, KOTOpbIE OMNHCaHbl A cragud 6 mpumepa |,
2,5-nmumopdonurookcazono[4.5-b jmupuaua-6-amua (70 mr, 0,229 MMOb) TOIBEpraiv B3aHMMOICHCTBHIO C
2-(mupuanH-4-nir)okcazon-4-kapOoHoBoit kucioror (56 wmr, 0,275 mmons), ucnons3yss EDCI-HCI (66 wr,
0,343 mmomns), HOBt (47 mr, 0,343 mmons), DIPEA (0,16 mi, 0,917 mmons) B JIM® (2 Mi1), 9TO 1aBajo ChIpoi
nponykt. Ero 3arem o6pabareiBanu pactBopom HCI B MeTaHosIe ¢ MOTyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COE/IH-
Hernus (61 mr, 50,41%).

'H SIMP (CD;0D, 400 MTI'n): & 8,90-8,88 (m, 2H), 8,7 (c, 1H), 8,6 (c, 1H), 8,5 (1, 1H), 3,99-3,95 (1, 4H),
3,84-3,83 (1, 4H), 3,78-3,76 (1, 4H), 3,20-3,18 (1, 4H), 2,92 (c, 3H).

KXMC m/z = 492,0 (M+1)". BOXKX: 95,10%.

ITpumep 25.

N-(5-(4-Metunmunepasus-1 -ui)-2-mopdonrnHookcazono[4.5-bnupunun-6-1un)-2-(2-Me THIHPUIUH-4 -
MIT)0KCca3o-4-kapOokcaMu
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Cranus 1. [Tonyuenne 5-(4-merunnunepasus- 1-ui)-2-mMop doauHo-6-HUTpookcazono[4.5-bnupuanna.

Hcnonp3yst Te ke camble YCIOBUS PEakIMu, KOTOpBIE OMHMCAHbI At craauu 1 mpumepa 4, S-xiop-2-
MOPQOIMHO-6-HUTPOOKCa30710[4.5-b]mupuaun (mpoaykt co craauu S5 mpumepa 2) (175 mr, 0,6147 mmorns) Ha-
rpeBaiu ¢ N-metmamnumnepasuaom (185 mr, 1,844 mmons) npu Temneparype 75°C B Teuenune 3 4. PactBopuTens
OTTOHSJI C TIOJIYYEHUEM CBHIPOTo MpoayKTa. [1oaydeHHbIN ChIpOM MPOIYKT OUMILNATIH C TTOMOIIBIO KOJIOHOYHON
xpomarorpadun Ha cumukarene 60-120, ncnons3ys 5%-ubrit Mmeranon B DCM B kauecTBe 3JIOCHTA, MOTyJas
yKa3aHHOE B 3arojioBke coenuaenne (200 mr, 93,45%). m/z = 349,3 (M+1)".

Cramus 2. [Tomrydenne 5-(4-metunmurnepasut- 1-mi)-2-mopporarHookca3oro[4.5-b [ mupuauH-6-aMuHa.

Hcmonp3yss Te ke caMble YCIOBUSI pEakIWW, KOTOpBIE OMNHMCaHbl A CcTagud S5 mpumepa |,
5-(4-metnnmurnepasuH- 1 -ui)-2-MopPoauHO-6-HUTpookcazono[4.5-bmupunun (200 mr, 0,5747 MMomIb) BoccTa-
HaBJIMBAJH C MOMOLIBIO roporika nuaka (301 mr, 4,5977 Mmois) u xiopuzna amMmonus (492 wmr, 9,1954 mmos)
B cmecu TI'®/meranon/H,O (10 mn/2 mu/l mir), urto naBajo ykazaHHOE B 3aroiioBke coeanHenue (150 wr,
81,96%).

KXMC m/z=319,4 (M+1)".

Cramust 3. Ilomyuenme runpoxmnopuna N-(5-(4-metuinunepasus-1-mi)-2-mopdonnHookcasomno[4.5-
b Jnupuana-6-111)-2-(2-Me THITUPU TUH-4- 1T )0OKCa30I-4-Kap OoKcaMuia.

Hcnonp3ys Te ke caMble YCIOBUSI pEakIWW, KOTOpBIE OMNHCaHbl A cragud 6 mpumepa |,
5-(4-metnnmurnepasuH- 1 -ui)-2-mopdoauHookcazono[4.5-b jrupuaua-6-amun (70 mr, 0,2198 MMoIb) onBepra-
JU B3aUMOJIEHCTBUIO C 2-(2-METHITUPUINH-4-1IT)0KCca30-4-kapOoHoBoi kucnoToit (54 wmr, 0,2638 mmoun),
ucnonszyss EDCI-HCI (64 mr, 0,3298 mmons), HOBt (45 mr, 0,3298 mmons), DIPEA (0,145 mu, 0,8794 Mmmoib)
B JIM® (2 mu1), 94TO maBajo ChIpoi MpoAyKT. [IpoyKT 3aTeM odumiany ¢ nmomoisto nper. BOXX n o6padaTsi-
Baiu pactBopoM HCI B MeTaHOJI€ ¢ MOTydeHHEM yKa3aHHOTO B 3arojioBke coeamaeHus (50 mr, 42,01%).

'H SIMP (CD;0D, 400 MI'n): & 8,91 (m, 2H), 8,70 (c, 1H), 8,60-8,55 (M, 2H), 3,85-3,82 (t, 4H), 3,76-3,74
(1, 4H), 3,67-3,30 (M, 8H), 3,04 (c, 3H), 2,93 (c, 3H).

KXMC m/z = 505,3 (M+1)". BOXKX: 97,92%.

ITpumep 26.

N-(2,5-An(nmunepuau-1-um)oxcazono[4.5-b JmrmpuanH-6-mi)-2-(6-Me TOKCUITUPUANH-3-1IT)OKCa301-4-
KapOoKcaMuI
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Hcnone3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl JiIs craguu 6 mpumepa 1,
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2,5-mu(nunepuanH- 1 -un)okcazono[4.5-bnupunun-6-amun  (mpoaykt co craguu 4 mpumepa 4) (70 wr,
0,2317 MMoOIB) MOABEpPraJid B3aUMOJCHUCTBHIO C 2-(6-METOKCUITUPUANH-3-MIT)0KCa301-4-KapOOHOBON KHCIOTOH
(mpomexyTtounoe coequrenue 7) (62 mr, 0,2781 mmons), ucnons3ys EDCI-HCI (67 wmr, 0,3476 mmons), HOBt
(47 wr, 0,3476 mmomns), DIPEA (0,162 M, 0,9271 mmons) B IM® (2 mi1), ¢ OTyYEHHEM CBHIPOTO MPOIYKTA.
IIponykT 3aTemM oummamu ¢ momoimisio mpern. BOXKX, 9To maBano ykasaHHoe B 3arojioBke coemuHenue (10 mr,
8,54%).

'H AIMP (JIMCO-dg, 400 MTI'ny): & 9,77 (c, 1H), 8,84 (c, 1H), 8,85-8,84 (1, 1H), 8,60 (c, 1H), 8,27-8,24
(mn, 1H), 7,10-7,07 (m, 1H), 3,95 (c, 3H), 3,62-3,60 (1, 4H), 2,94-2,91 (T, 4H), 1,90 (¢, 4H), 1,77-1,50 (c, 8H).

KXMC m/z = 504,2 (M+1)". BDXKX: 97,23%.

IIpumep 27.

N-(2,5-qu(tmunepuauna- 1 -mi)okcazono[4.5-b mupunnH-6-m)-2-(2-Me THIHPU AWH-3 -1 ) OKCa30J1-4-
KapOoKcaMuI
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Ucrnone3yss Te e caMmble YCIOBHUSA pEaKIUH, KOTOphIE ONHMCaHbl [uisi cTaaun 6 mpumepa 1,
2,5-mu(nunepuanH- 1 -un)okcazono[4.5-bnupunun-6-amun  (mpoaykt co craguu 4 mpumepa 4) (70 wr,
0,2317 mMMoIB) mOIBEpraid B3aHMMOJCHCTBHUIO C 2-(2-MCETHINMHPUINH-3-HI)0KCa30J-4-KapOOHOBOH KHCIOTON
(mpomexytounoe coequnenue 8) (57 mr, 0,2781 mmons), ucnone3ys EDCI-HCI (67 wmr, 0,3476 mmons), HOBt
(47 wr, 0,3476 mmons), DIPEA (0,162 mi, 0,9271 mmons) B IM® (2 mi1), ¢ OTYyYCHHEM CBHIPOTO MPOIYKTA.
IIponykT 3aTemM oummamu ¢ momoiisio mpern. BOXKX, 9To maBano ykaszaHHoe B 3arojioBke coemuHenue (50 mr,
44.,24%).

'H SIMP (JIMCO-ds, 400 MI'nr): & 9,79 (c, 1H), 9,02 (c, 1H), 8,639-8,631 (1, 2H), 8,33-8,30 (x, 1H), 7,50-
7,45 (M, 1H), 3,61-3,60 (M, 4H), 2,97 (¢, 3H), 2,90-2,88 (1, 4H), 1,80-1,70 (M, 4H), 1,61-1,50 (M, 8H).

KXMC m/z = 488,2 (M+1)". BOXX: 97,55%.

ITpumep 28.

N-(2,5-qu(munepuana- 1 -uim)okcazosno[4.5-bmupuanH-6-mr)-2-(2-ru ApOKCUTTHPH AWH-3-FJT ) OKCa30J1-4-
KapOoKcaMuI
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Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpble ONHCAaHbl s cragud 6 mpumepa |,
2,5-mu(munepuaun- 1 -mr)okcazono[4.5-b jmupuanna-6-amua  (mpoaykt co crtamun 4 mnpumepa 4) (70 wr,
0,232 MMOJIB) TTOJIBEPTaId B3aMMOJCHCTBHIO C 2-(2-THAPOKCUTTHPUINH-3-HIT)0KCa30J-4-KapOOHOBOH KUCIOTON
(mpomesxyrounoe coeaunenue 9) (48 wmr, 0,232 mmous), ncrions3ys EDCI-HCI (67 mr, 0,348 mmons), HOBt
(47 mr, 0,348 mmouts), DIPEA (75 wmr, 0,581 MmMonb) B IM® (2 mi), ¢ OJIy9eHHEM yYKa3aHHOTO B 3ar0JIOBKE
coenmHeHU (75 Mr, 66,3%).

'H AMP (JIMCO-dg, 400 MI'n): & 12,4 (c, 1H), 9,80 (c, 1H), 8,87 (c, 1H), 8,61 (c, 1H), 8,22-8,20 (z, 1H),
7,70-7,69 (m, 1H), 6,45-6,42 (1, 1H), 3,62 (c, 4H), 2,90-2,89 (M, 4H), 1,90-1,77 (M, 4H), 1,69-1,55 (m, 8H).

KXMC m/z = 490,1 (M+1)". BRXKX: 90,22%.

ITpumep 29.

2-(2-T'unpoxcunupuaus-3-ui)-N-(2-MopdonmHo-5-(munepunun- 1 -mm)okcaszono[4.5-b nupuaun-6-
WIT)OKCa301-4-KapOoKcaMu,T

NH  HO
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N N D
Hcnonb3ys Te e camble YCIOBUsI PEaKLUK, KOTOpbIE OMHCAHbI JUIsl cTaauu 6 npumMepa 1, 2-mopdoauHo-5-
(munepuanH-1-mn)okcazono[4.5-bmupuanH-6-amMmuH (IPOAYKT co craauu 2 npumepa 6) (70 mr, 0,232 MMoIIb)
TIOJIBEPTalId B3aUMOJIEHCTBUIO C 2-(2-TUAPOKCUTTUPHINH-3-MIT)OKCa30J1-4-KapOOHOBOM KHCIOTOH (IIPOMEKYTOU-

Hoe coeamnenne 9) (48 mr, 0,232 mmois), ucmons3yst EDCI-HCl (67 wmr, 0,348 mmons), HOBt (47 wr,
0,348 mmozp), DIPEA (75 wmr, 0,581 mmoins) B JIM® (2 min), ¢ moimy4eHHEeM yKa3aHHOTO B 3ar0JIOBKE COEJMHE-
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HUs (65 mr, 57,5%).

'H SIMP (JIMCO-dg, 400 MT'ir): & 12,30 (c, 1H), 9,80 (c, 1H), 8,88 (c, 1H), 8,65 (c, 1H), 8,24-8,13 (x, 1H),
7,70-7,64 (0, 1H), 6,50-6,30 (T, 1H), 3,73-3,72 (M, 4H), 3,63-3,62 (M, 4H), 2,90-2,89 (M, 4H), 1,90-1,76 (M, 4H),
1,64-1,54 (m, 2H).

KXMC m/z = 492,0 (M+1)". B2XKX: 90,53%.

ITpumep 30.

N-(2,5-qu(nmunepuaua- 1 -uim)okcazodno[4.5-b|mupuanH-6-mr)-2-(6-ruApOKCUTTHPH AWH-3-FJT ) OKCa30J1-4-

KapOOKCcaMHu/T
0
0. N)QOH
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Hcnonws3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE OMNHMCaHbl s craaud 6 mpumepa |,
2,5-mu(nunepuanH- 1 -um)okcazono[4.5-bnupunun-6-amun  (mpoaykt co craguu 4 mpumepa 4) (75 wr,
0,247 MMoJIB) TIOJBEPTAIM B3aMMOJECHCTBHIO C 2-(2-THAPOKCUITUPUANH-S5-MIT)OKCa301-4-KapOOHOBOH KHCIOTOH
(mpomesxyrounoe coenunenue 10) (61 mr, 0,297 mmois), ucnonszyst EDCI-HCI (70 wmr, 0,371 mmons), HOBt
(50 wmr, 0,371 mmons), DIPEA (0,2 mut, 0,99 mmons) 8 IM® (4 mit), ¢ IOTy9YeHHEM CBIPOTO MpoaykTa. [IpoaykT
3aTeM oYHIany ¢ moMorsio npen. BOXKX, uro gaBano ykasaHHOE B 3aroioBKe coequHeHue (25 mr, 21%).

'H IMP (JMCO-dg, 400 MI'n): & 12,30 (c, 1H), 9,90 (c, 1H), 8,84 (c, 1H), 8,59 (c, 1H), 8,14-8,02 (x, 1H),
7,98-7,88 (1, 1H), 6,68-6,53 (m, 1H), 3,64-3,52 (M, 4H), 2,94-2.92 (T, 4H), 1,84-1,73 (M, 4H), 1,70-1,54 (M, 8H).

KXMC m/z = 490,2 (M+1)". BDXKX: 93,74%.

ITpumep 31.

2-(2-MetokcunupuauH-4-mi)-N-(2-MoponuHo-5-(TunepuuH- 1 -r)okcazono[4.5-b [mupunua-6-
WIT)OKCa301-4-KapOoKcamu,T
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Hcnonp3ys Te xe camble yCIOBHUSI pEaKLUK, KOTOPBIE OMMCAaHbl Ui cTaauu 6 mpumMepa 1, 2-mopdomanHo-5-
(mmnepuauH-1-un)oxcazono[4.5-bmupuanH-6-amuH (poaykt co cramuu 2 npumepa 6) (70 mr, 0,230 MMoIB)
MOJBEPTaM B3aUMOJICHCTBHIO C 2-(2-MEeTOKCHIMPHINH-4-HIT)0KCca30i1-4-KkapOOHOBOW KHCIOTOH (IIPOMEXYTOU-
Hoe coemmuenue 11) (57 wmr, 0,276 mmons), ucnons3dys EDCI-HCI (67 wmr, 0,346 mmons), HOBt (47 wr,
0,346 mmons), DIPEA (0,161 mi1, 0,929 mmons) B8 JIM® (2 M), ¢ nomydeHneM celporo npoaykra. [Iponykr 3a-
TeM OYHIIAIH ¢ moMomisio npern. BOXX, uTo naBano ykazanHoe B 3arosoBke coequnenue (7 mr, 6,03%).

'H SIMP (CDCls, 400 MT'n): 8 10,0 (c, 1H), 8,76 (c, 1H), 8,38-8,33 (1, 2H), 7,51 (c, 1H), 7,38 (c, 1H), 5,34
(c, 1H), 4,10 (¢, 3H), 3,80-3,70 (1, 8H), 3,05 (c, 4H), 1,89-1,82 (m, 4H), 1,65-1,63 (ymup. c, 2H).

KXMC m/z = 506,2 (M+1)". BOXKX: 95,81%.

ITpumep 32.

2-(2-Metunmupuana-3-ui)-N-(2-mopdonuHo-5-(tunepuans- 1 -un)okcazono[4.5-bmupuana-6-

MIT)0KCca3o-4-kapOokcaMus
o]
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Hcnonp3ys Te jxe caMble YCIOBUS PEaKIuu, KOTOPBIC OMUCAHBI I CTaauu 6 mpumepa 1, 2-MmophoIuHo-5-
(mmnepuauH-1-un)oxcazono[4.5-bmupuanH-6-amun (poaykt co cramuu 2 npumepa 6) (70 mr, 0,230 MMoIIB)
TOJIBEPTalii B3aUMOJIEHCTBHUIO C 2-(2-METOKCUTTUPHINH-3-HIT)OKCa30I-4-KapOOHOBOW KHCIOTOH (IPOMEXKYyTOU-
Hoe coenumueHue 8) (57 wmr, 0,276 mmons), ucnonsdys EDCI-HCl (67 wr, 0,346 mmons), HOBt (47 wr,
0,346 mmomn), DIPEA (0,161 M, 0,929 mmoins) B JIM® (2 M), ¢ OTydeHHEM CBIpOro mpoaykra. [IpoaykT 3a-
TEM OYHMIIAIH ¢ oMomIsio nper. BOXKX, uto maBano ykazanHoe B 3aronoBke coenuaerue (7 mr, 6,03%).

'H SIMP (JIMCO-dg, 400 MI'n): & 9,91 (c, 1H), 9,11 (c, 1H), 8,78-8,77 (n, 1H), 8,65-8,62 (M, 2H), 7,76-
7,75 (1, 1H), 3,73-3,61 (M, 8H), 3,08 (c, 3H), 2,94-2,75 (M, 4H), 1,76-1,65 (M, 4H), 1,60-1,55 (M, 2H).

KXMC m/z = 490,2 (M+1)". BDXKX: 96,28%.
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ITpumep 33.
2-(3-Merunmupuaua-4-mn)-N-(2-mopdonuHo-5-(unepuauH- 1 -ur)okcaszono[4.5-b jnupunus-6-
MIT)0Kca3on-4-kapOokcaMus

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIiy, KOTOPBIC OMUCAHBI I CTaauu 6 mpuMmepa 1, 2-mophoIuHo-5-
(munepuane-1-mn)okcazono[4.5-b|mupuarH-6-amMmuH (IPOAYKT co craauu 2 mpumepa 6) (54 mr, 0,265 MMoIIb)
TTOJIBEPTalid B3aUMOJCHCTBHIO C 2-(3-METHIMUPHUANH-4-1T)0KCa301-4-KapOOHOBON KHUCIOTOH (MMPOMEKYTOTHOE
coequaenue 12) (80 wmr, 0,265 mwmonp), ucmomsdys EDCI-HCl (77 wr, 0,397 mmons), HOBt (38 wr,
0,278 mmoms), DIPEA (0,12 mi, 0,927 mmoins) B IM® (5 M), ¢ MOJTydeHHEM yKa3aHHOTO B 3ar0JIOBKE COEIH-
Herns (121 mr, 93%).

'H SIMP (JIMCO-dg, 300 MI'm): & 9,90 (¢, 1H), 9,10 (c, 1H), 8,75-8,60 (M, 3H), 7,95-7,86 (u, 1H), 3,80-
3,52 (m, 8H), 2,95-2,85 (m, 4H), 2,80 (c, 3H), 1,80-1,68 (M, 4H), 1,66-1,50 (M, 2H).

KXMC m/z = 490,4 (M+1)". BDXKX: 95,93%.

ITpumep 34.

N-(2,5-An(nunepuaun-1-um)oxcazono[4.5-b Jnupuana-6-mn)-2-(3-MeTHANUpPUANH-4-1IT)0Kcazoa-4-
KapOoOKcaMuI

O
PYaA

° N —

o NH
O,

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl M craguu 6 mpumepa 1,
2,5-mu(munepuaun- 1 -mn)okcazono[4.5-b jmupuana-6-amua  (mpoaykT co crtamuu 4 mnpumepa 4) (54 wr,
0,265 MMoIB) TOABEpPralid B3aUMOJCHCTBUIO C 2-(3-METHITUPHINH-4-WIT)0KCa30I-4-KapOOHOBOM KHCIOTON
(mpomexxytounoe coeauaenne 12) (80 mr, 0,265 mmons), ucnonsdyss EDCI-HCI (77 mr, 0,397 mmoins), HOBt
(38 wmr, 0,278 mmons), DIPEA (0,12 mn, 0,927 mmoins) B IM® (5 M), ¢ moJTydeHHEM YKa3aHHOTO B 3aTOJIOBKE
coenunenus (117 mr, 91%).

'H SIMP (JIMCO-de, 300 MTI'my): & 9,90 (c, 1H), 9,05 (c, 1H), 8,77 (c, 1H), 8,68-8,60 (m, 2H), 7,90-7,85 (x,
1H), 3,70-3,60 (M, 4H), 2,95-2,85 (M, 4H), 2,80 (c, 3H), 1,80-1,70 (M, 4H), 1,68-1,50 (M, 8H).

KXMC 98,99%, m/z = 488,4 (M+1)". BRXKX: 97,00%.

ITpumep 35.

2-(6-Metunmupuaus-3-mi)-N-(2-mopdonuHo-5-(unepuuH- 1 -ur)okcaszono[4.5-b jnupunus-6-
MIT)0Kca3on-4-kapOokcaMus

N

oL~
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Hcnonb3ys Te e camble YCIOBUsI PEaKLUK, KOTOpbIE OMHMCAHbI JUisl cTaauu 6 npumMepa 1, 2-mopdoanHo-5-
(munepuanH-1-mn)okcazono[4.5-b|mupunnH-6-amuH (IPoAYKT co craauu 2 npumepa 6) (70 mr, 0,230 MMoIIB)
TTOJIBEPTalId B3aUMOJCHCTBHIO C 2-(6-METHIIMTUPHUANH-3-1T)0KCa301-4-KapOOHOBON KHUCIOTOH (MMPOMEKYTOTHOE
coequaenue 13) (57 wmr, 0,276 mmone), ucmomsdys EDCI-HCl (67 wr, 0,346 mmons), HOBt (47 wr,
0,346 mmomn), DIPEA (0,201 M, 1,153 mmois) B JIM® (2 M), ¢ OTydeHHEM CBIpOro mpoaykra. [IpoaykT 3a-
TEM OYHMIIAIH ¢ oMomIsio npern. BOXKX, uto maBano ykazanHoe B 3arosioBke coenuaerne (30 mr, 24,79%).

'H SIMP (IMCO-dg, 400 MI'n): & 9,85 (c, 1H), 9,147-9,142 (z, 1H), 9,04 (c, 1H), 8,64 (c, 1H), 8,37-8,35
(nn, 1H), 7,64-7,62 (n, 1H), 3,74-3,72 (M, 4H), 3,64-3,62 (M, 4H), 3,15-2,90 (M, 4H), 2,62 (c, 3H), 1,90-1,75 (M,
4H), 1,70-1,55 (m, 2H).

KXMC 98,39%, m/z = 490,0 (M+1)". BRXKX: 95,97%.
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ITpumep 36.
6-(1-Metun-1H-nupazon-4-un)-N-(2-mopdonnHo-5-(nunepuant- 1 -um)okcazono[4.5-bnupuaun-6-
Y1) TAKOJTMTHAMU T

SN Oy NH N
O\—/N_<\N:\“/NII~O
Hcnonp3ys Te jxe caMble YCIOBUS PEaKIiu, KOTOPBIC OMUCAHBI I CTaauu 6 mpumepa 1, 2-MmophoIuHo-5-
(munepuanH- 1 -mn)okcazono[4.5-bmupuanH-6-amMmuH (MIPOIYKT co ctamuu 2 npumepa 6) (80 mr, 0,2640 MMoOIIb)
MoJIBEpraiu B3amMozeicTBuio ¢ 6-(1-meTwmi-1H-mupa3on-4-muia)MuKOTMHOBON KHUCIOTOW (IMTPOMEKYTOTHOE CO-
enuaenne 4) (65 wmr, 0,3168 mmoms), umcmons3dys EDCI-HClI (76 wr, 0,3960 mmons), HOBt (38 wr,
0,2772 mmonb), DIPEA (0,103 mr, 0,7920 mMmoins) B IM® (4 mi1), ¢ TOTydeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
eaunenus (75 mr, 58,59%).
'H AMP (JIMCO-dg, 400 MI'm): & 10,9 (c, 1H), 8,70 (c, 1H), 8,43 (c, 1H), 8,22 (c, 1H), 8,10-7,90 (M, 3H),
4,00 (c, 3H), 3,80-3,70 (M, 4H), 3,69-3,60 (M, 4H), 3.0 (c, 4H), 1,80 (c, 4H), 1,55 (c, 2H).
XKXMC 100%, m/z = 489,3 (M+1)". BDXKX: 96,26%.
ITpumep 37.
N-(2,5-An(nmunepuaun-1-um)oxcazono[4.5-b JnrupuanH-6-m)-2-(6-Me THANUPUANH-3-1IT)OKca301-4-

KapOoKcaMuI
0

o L0
o - NH
O

Hcnone3ys Te ’xe camble YCIOBHS pEakUWH, KOTOpbIe OIMMCaHBl M craguu 6 mpumepa 1,
2,5-mu(nunepuanH- 1 -un)okcazono[4.5-b|nupunun-6-amun  (mpoaykT co craguu 4 mnpumepa 4) (80 wr,
0,265 MMoibB) moOABEpragM B3aMMOJCHCTBHIO € 2-(2-METHWJIIHMPHIMH-5-HIT)0KCa30i-5-KapOOHOBOH KHCIOTOH
(mpomexytounoe coeamaenne 13) (60 mr, 0,292 mmons), ucnonsdyss EDCI-HCI (77 mr, 0,398 mmoins), HOBt
(38 wmr, 0,279 mmos), DIPEA (0,102 mr, 0,797 mmonbe) B IM® (4 mi), ¢ mONydyeHHEM YKa3aHHOTO B 3aTOJIOBKE
coequaeHus (90 mr, 69,7%).

'H SIMP (JIMCO-dg, 400 MT'ir): & 9,83 (c, 1H), 9,11 (c, 1H), 9,00 (c, 1H), 8,61 (c, 1H), 8,27-8,25 (mux, 1H),
7,54-7,52 (1, 1H), 3,63 (c, 4H), 2,94-2,93 (T, 4H), 2,58 (c, 3H), 1,82 (c, 4H), 1,63 (c, 8H).

KXMC 98,89%, m/z = 488,2 (M+1)". BOXKX: 98,54%.

ITpumep 38.

(S)-N-(5-(3-AmunonupponuauH- 1 -u)-2-mopdonuaOOKCca3010[4.5-b JmupuauH-6-1m)-2-(2-
METWIITHPUIHH-4-1JT)0KCca3071-4-KapOokcaMu g

NH
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Cramuss 1. Tlomyuenme  Tper-Oytun  (S)-(1-(2-mopdommHO-6-HUTPOOKCa30m0[4.5-b|mupuaun-5-
W) PP OJTAINH-3-1IT)KapOamara.

B kpyrionorHyI0 K00y OMemain 5-XJ10p-2-Mop@OoIHHO-6-HUTPOOKCca30J10[4.5-b]mupuanH (MPOIYyKT CO
cramuu 5 mpumepa 2) (157 wr, 0,555 mmomb), Tper-Oytun (S)-mupponmauH-3-mnkapoamar (125 wr,
0,555 mmomp) kapboHat kanwst (238 mr, 1,722 mmons) u IM® (5 M) u nepememuBaym nipu KT B TeueHune HO-
uyn. JoGaBisiy JIeASHYI0 BOLY M OT(IIBTPOBBIBAIM TBEPIOE BEIIECTBO W CYIIMIM B BaKyyMe C MOJyYCHHEM
CBIPOTO MPOJYKTA, KOTOPOE UCIIOJIL30BAIM KaK TAKOBOE Ha CIICAYIOLICH CTaInH.

KXMC m/z = 4352 (M+1)". BDXKX: 80,36%.

Cramuss 2. Ilomywenme  Tper-Oytun  (S)-(1-(6-amunO-2-MOpdomuHOOKCca3ono[4.5-b]mupuann-5-
WJT)TUPPOJINANH-3-1T)Kapbamara.

Ceolpoii TpeT-OyTHI (S)-(1-(2-mophomuHO-6-HUTPOOKCA30:10[4.5-b |[MUPUINH-5-HIT ) TUPPOITHTUH-3 -
wi)kapbamar, OoIy4eHHBIH BhIIIE, pacTBOpsIM B MeTanose (30 mi) u nobasmsum 10% Pd/C (25 mr) u nepeme-
muBany B atMocdepe Booposaa nu3 6auioHa B TeueHue 2 4. Peakumonnyto Maccy ¢uibrpoBann yepes Lienut®
¥ KOHIICHTPHPOBAJIH, YTO aBAJIO YKa3aHHOE B 3arojioBke coenunenue (71 mr, 32%).

KXMC m/z = 405,2 (M+1)". BDXKX:79,86%.

Cramus 3. Tlomydgenuwe Ttper-OyTiir (S)-(1-(6-(2-(2-meTwmupuanH-4-ni)okca3on-4-kapookcaMuio)-2-
MOp(OIMHOOKCA3010[4.5-b |MUpUANH-S5 -1 ) TUPPOITHINH-3 -HT)kapoamara.

Hcnonp3ys Te e caMble yCIOBUS PEaKIUH, KOTOPBIC OMHMCAaHBI AN cTagud 6 mpumepa 1, Tper-OyTmi

-47 -



038748

(S)-(1-(6-amuHO-2-MOpPoTHHOOKCA30110[4.5-b [IHpHIIH-5 -1 TUP PO IHH-3 -1T)KapOamat (70 MT,
0,341 MMmoip) moaBepragM B3aMMOJCHCTBHIO € 2-(2-METHINHMPHINH-4-HI)0KCca30i-4-KapOOHOBOHW KHCIOTOH
(115 wmr, 0,284 mmoins), ucnone3ys EDCI-HCI1 (98 wmr, 0,512 mmons), HOBt (46 wmr, 0,341 mmons), DIPEA
(0,148 mr, 1,1384 Mmmoms) B IM® (4 Mi1), 4TO JaBajo yKa3aHHOE B 3aroyioBke coeaunHeHue (152 mr, 91%).

KXMC m/z = 591,6 (M+1)". BDXKX: 86,43%.

Cramus 4. Tomyuenue runpoxiopuaa (S)-N-(5-(3-amuHonuppommuaus-1-mn)-2-mopdonumaookcazono[4.5-
b Jnupuana-6-11)-2-(2-Me THITUPU TUH-4- 1T )0OKCa301-4-KapOoKcaMu1a.

Hcnone3ys Te e caMble yCIOBUS PEaKIUH, KOTOPHIE OMHMCAaHBI A CTagud 8 mpumepa 1, Tper-OyTui
(S)-(1-(6-(2-(2-meTnnmmupuAH-4-1IT) OKCca30J1-4-KapOokcaMu0 ) -2 -MopGoauHOoKca3010[ 4. 5-b Jmupuaua-5-
nn)nappomauH-3-mi)kapoamar (150 mr, 0,2542 MMoJTb) MOABEPTaId yIATCHHUIO 3AIUTHBIX TPYIII, UCTIONB3YS
pactop HCl B Meranone (5 mur), 4To maBajio ChIpod mpoaykT. IIponyKT 3areM OYMINAIM C ITOMOILIBIO IpeTL.
B3XX, uro naBano ykazaHHOE B 3arojioBKe coenqunenue (58 mr, 97%).

'H SIMP (CD;OD, 400 MT'n): & 8,97 (c, 1H), 8,93-8,91 (1, 1H), 8,64 (c, 1H), 8,56-8,55 (u, 1H), 8,02 (c,
1H), 4,02-3,67 (m, 13H), 2,90 (c, 3H), 2,50-2,40 (m, 1H), 2,25-2,05 (m, 1H).

KXMC 96,74%, m/z = 491,4 (M+1)". BOXKX: 95,27%.

ITpumep 39.

(S)-N-(5-(3-T'unpoxcunupponuau- 1 -ui)-2-mopdonnHookcazono[4.5-b JnupuanH-6-mm)-2-(2-
METWITHPUIHH-4-11T)0KCca3071-4-KapOokcaMu g

(o]
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Cranus 1. [Tonydenue (S)-1-(2-MophoTHHO-6-HUTPOOKCa3010[4.5-b [mupuIuH-5-1i1) TuppoIHIuH-3-011a.

Hcnone3ys Te ke caMble YCJIOBHS peakiUM, KOTOpble OMMCaHbl Ajs craguu 1 mpumepa 38, 5-xyop-2-
MOP(GOITUHO-6-HUTPOOKCa300[4.5-b|mupumun (mpoaykT co craauu 5 npumepa 2) (200 mr, 0,704 Mmmoinb) moa-
BEprajy peakuuu 3amenieHus ¢ (S)-nupponuauH-3-osnoM (61 mr, 0,704 MMounb), MCHoONb3ysl KapOOHAT KajlHs
(291 wr, 2,112 mmomnb) u AM® (5 M), ¢ MOTyYeHUEM YKa3aHHOTO B 3ar0JIOBKe mpoaykra (195 mr, 82%).

KXMC: m/z = 335,9 (M+1)".

Cramus 2. [Tomyaenue (S)-1-(6-amMmuHO0-2-MOpdoIuHOOKCa3050[4.5-b |mupuauH-5-mn)nuppoauanHa-3-oa.

Hcnonp3ys Te jke caMmble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBl Uil CTaguu 2 mnpumepa 38,
(S)-1-(2-mopdomuHO-6-HUTPOOKCa3050[4.5-b | mupuauH-5-wn)nupponuaun-3-o1 (194 mr, 0,579 MMob) BoccTa-
HaBnuBay, ucronbiys 10% Pd/C (50 mr) B meranone (40 mir), 9To JaBajio yKa3aHHOE B 3ar0JIOBKE COCIMHEHHE
(162 mr, 92%).

KXMC m/z =306,1 (M+1)".

Cramus 3. IMomyuenne (S)-N-(5-(3-runpoxcunupponunus-1-umn)-2-mopdoarHookcazono[4.5-b|nupuaun-
6-m1)-2-(2-MeTnmupuanH-4-1i1) oKkcaszol-4-kapOokcamuia.

Hcnonp3ys Te e caMble YCIOBUS PEaKUH, KOTOPBIC OMHCaHbI Ut ctaauu 6 mpumepa 1, (S)-1-(6-amuHO-
2-mopdonmHOOKCca30510[4.5-b|mupuanH-5-wn)mupponuaus-3-o1 (160 mr, 0,526 MMOiB) momBEepraiud B3aMMO-
JEUCTBHIO C 2-(2-MeTHIMHUPHINH-4-1i1)0Kca3oi-4-kapooHoBoi kucnoror (108 mr, 0,526 MMoOIb), MCHONB3YS
EDCI-HCI (151 wmr, 0,789 mmomns), HOBt (75 mr, 0,5523 mmons), DIPEA (0,272 wr, 2,104 mmoins) B JJM®
(5 M), 94TO NABaJIO yKa3aHHOE B 3arojoBke coeaunenue (45 mr, 17%).

'H SIMP (CD;0D, 400 MI'm): & 8,70 (c, 1H), 8,64-8,63 (u, 1H), 8,02 (c, 1H), 7,94-7,93 (n, 1H), 7,87 (c,
1H), 4,49-4,45 (m, 1H), 3,84-3,71 (m, 10H), 3,70-3,47 (m, 2H), 2,67 (c, 3H), 2,13-2,10 (M, 1H), 2,00-1,80 (M,
1H).

N

XKXMC 100%, m/z =492.2 (M+1)". BDXKX: 97,90%.
ITpumep 40.
(R)-N-(5-(3-AmMunonmppoauanH- 1 -umn)-2-MopdonuHookcazono[4.5-b | mupuauH-6-mm)-2-(2-

METWITHPUIUH-4-11T)0KCca3071-4-KapOokcaMu g
o}
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Cramus 1. Tlomyuenme  tper-Oytun  (R)-(1-(2-mopdommHO-6-HUTpOOKCa30m0[4.5-b]mupuauH-5-
W) PP OJTAINH-3-1IT)KapOamara.

Hcmons3yss Te e caMble YCIIOBHS pEakIWH, KOTOpBIC ONMCaHbl sl craxuu | mpumepa 38,
5-x10p-2-MopponuHO-6-HUTpOOKcazono[4.5-bjmupuann  (mpoxykr co craauu 5 mpumepa 2) (126 wr,
0,444 mMomnb) TOABEpraliM peakuuu 3amerieHus ¢ Tper-Oytun (R)-nupponmaus-3-uinkapbamarom (100 wr,
0,444 mMonb), ucrons3ys kapoonat kaius (183 mr, 1,33 mmons) u JIM® (5 M), ¢ OTy4eHHEM CHIPOTO TPO-
nykra. IlomydeHHBIH CHIpOH NMPOAYKT OYMIIAIM C IOMOIIBIO KOJIOHOYHOHM Xpomarorpaduu Ha CHIIMKaresne
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60-120, ucnons3ys 1%-us1ii Metanon B DCM B kauecTBe 2/MI0€HTA, MOTy4as YKa3aHHOE B 3aTOJIOBKE COEIUHE-
aue (127 mr, 66%).

KXMC m/z = 435,2 (M+1)".

Cramus 2. Tlomydenme  tper-Oytmin  (R)-(1-(6-amuHO-2-MOpdosmHOOKCa30m0[4.5-b]mupuanH-5-
W) PP OJTAINH-3-1IT)KapOamara.

Hcnonp3yss Te jke caMmble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBI Uil CTagud 2 mnpumepa 38,
(R)-(1-(2-mopdomuHO-6-HUTPOOKCca3050[4.5-b |mupruauH-5-wn) muppoauanH-3-ui))kapbamat (126 MT,
0,290 Mmmoip) BoccTanaBnuBaid, ucrnonsiys 10% Pd/C (25 mr) B meranosne (20 mi), 4To IaBayio ykazaHHOE B
3aroyioBke coenunenue (102 mr, 87%).

KXMC m/z = 4053 (M+1)".

Cramust 3. Ilomyuenume tper-Oytun (R)-(1-(6-(2-(2-mMeTunnupuanH-4-min)okca3on-4-kapookcaMmuio)-2-
MOP(OIMHOOKCa3010[4.5-b | MHpHINH-5-1T)TUPPOITUINH-3 -1 )KapbamaTa.

Hcnonp3yst Te ke camble YCIOBHS PEaKLUM, KOTOPbIE OIMCaHBl JUIl cTaguu 6 mpumepa 1, Tper-Oyrmi
(R)-(1-(6-amuHO-2-MOpPOAHHOOKCA3010[4.5-b [mHpuIuH-5-1T) TUp pOoTHIrH-3 -1T)Kapbamar (100 MT,
0,2475 MMOb) TIOIBEPTaIN B3aUMOJIEHCTBUIO C 2-(2-METHITTHUPHUINH-4-MIT)0KCa30-4-KapOOHOBOW KHCIOTON
(51 wr, 0,2475 mmons), ucnone3ys EDCI-HCI (72 wr, 0,3712 mmons), HOBt (35 wmr, 0,2599 mmons), DIPEA
(0,128 mr, 0,990 mmop) B JIM® (5 M), 9To maBaio ykazaHHOE B 3arojioBke coequnenue (73 mr, 51%).

KXMC m/z = 591,1 (M+1)".

Cramus 4. [Tomyuenne ruapoxiopuaa (R)-N-(5-(3-amuHonuppomuaus-1-mn)-2-mopdonuaookcazono[4.5-
b JnupuanH-6-111)-2-(2-Me THITTUPU TUH-4- 1T )0OKCa301-4-Kap OOKcaMu1a.

Hcnonp3ys Te e caMble yCIOBUS PEaKI[UH, KOTOPHIC OMHMCAHBI AN CTagud 8 mpuMmepa 1, Tper-OyTui
(R)-(1-(6-(2-(2-meTnnnupuanH-4-mi)okcazon-4-kapookcaMu10)-2-MoppoiarHookcazono[4.5-b Jnrupuann-5-
Wn)upponuanH-3-min)kapoamar (73 mr, 0,123 MMoIb) MOABEprajiv yAAIECHHUIO 3aIIUTHBIX TPYII, HUCIIOIb3YS
pactBop HCI B MeTanoz1€e (5 MIT), YTO JaBajio ykasaHHOE B 3aroyioBke coeanHenue (32 mr, 53%).

'H SIMP (CD;0D, 400 MI'n): & 9,72 (c, 1H), 8,65-8,63 (1, 1H), 8,01 (c, 1H), 7,93-7,90 (r, 2H), 3,84-3,81
(1, 4H), 3,70-3,64 (M, 7H), 3,60-3,50 (M, 2H), 2,67 (c, 3H), 2,30-2,20 (m, 1H), 1,90-1,80 (m, 1H).

XKXMC 96,75%, m/z =491,2 (M+1)". BRXKX: 95,80%.

ITpumep 41.

(R)-N-(5-(3-T'mmpokcumuppoiauaut- 1 -ui)-2-mopdoarmHookcazono[4.5-b JmupuaunH-6-m)-2-(2-
METWIITHPUIUH-4-11T)0KCca3071-4-KapOokcaMu g

0
O’//\N

N —_
NH
/N PN
0\_/N_<\I):
NTEN I\OWIOH

Cramus 1. [Tomryaenune (R)-1-(2-mopdonmHo-6-HUTpOOKCca30510[4.5-b | mupuauH-5-wn) muppoauana-3-oa.

Hcnone3ys Te ke caMble YCJIOBHS peakiUM, KOTOpble OMMCaHbl AjsA craguu 1 mpumepa 38, 5-xyop-2-
MOP(OITUHO-6-HUTPOOKCca300[4.5-b|mupumun (mpoaykT co craauu 5 nmpumepa 2) (200 mr, 0,704 Mmoib) moa-
Bepraju peakuuu 3amenieHus c¢ (R)-muppommann-3-omom (61 mr, 0,704 MMOIb), MCHONB3Ysl KapOOHAT KajHs
(291 wmr, 2,112 mmonb) u IM® (5 M), ¢ moITydeHHEM YKa3aHHOTO B 3aroJioBKe mpoykra (231 mr, 98,7%).

KXMC m/z = 336,1 (M+1)".

Cramust 2. Ilomydyenue (R)-5-(3-((Tper-OyTHIIAMMETHUIICHITNIT)OKCH ) IUPPOIUINH- 1 -1i1)-2-MOpHOINHO-6-
HUTpPOOKca30o[4.5-b jnupuanna.

K pactBopy (R)-1-(2-MopdommHo-6-HUTpOOKCa30i0[4.5-b]mupuauH-5-wn)nuppoimand-3-oma (230 wr,
0,698 mmons) B JIM® (5 mu) mobasnsim TBDMC xnopua (124 wmr, 0,822 mmons) u mmugazon (116 wr,
1,70 mmomb) u nepemeriBasd ipu KT B TedeHne HOUM. PeakiMOHHYIO0 Maccy TacHiIN BOJAOW M OKCTParupoBaind
3TUJIALETATOM, UYTO JaBaJO ChIpOW NpOayKT. [loydeHHBIN ChIpOM MPOAYKT OYHINAINA C TTOMOIIBIO KOJIOHOYHOM
xpomarorpadun Ha cumukarene 60-120, ncnons3ys 1%-ubrit Mmeranon B DCM B kauecTBe 3JIOCHTA, MOTydas
yKa3aHHOE B 3arojioBke coequaenue (310 mr, 99%).

KXMC m/z = 4503 (M+1)".

Craaus 3. Iomyuenue (R)-5-(3-((TpeT-0y THIAMMETHIICHIIMIT)OKCH ) TUPPOJTUINH- | -11T)-2 -
MOp(hOITUHOOKCa3010[4.5-b JnupunuH-6-aMuHa.

Hcnonp3yst Te e caMble YCIIOBHS peakliy, KOTOpbIe ONKCaHbl i craauu 2 npumepa 38, (R)-5-(3-((rper-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUPPOTUANH- | -11)-2-MOpPOTUHO-6-HUTpOoOoKcazono[4.5-bjmupuama (308 wr,
0,685 mmoip) BoccTanaBnmuBaid, ucroysiyst 10% Pd/C (30 mr) B meranosne (20 mi), 9To IaBayio ykazaHHOE B
3arojioBke coenuaenue (235 mr, 81%).

KXMC m/z = 420,2 (M+1)".

Cramqus 4, [Monyuenue (R)-N-(5-(3-((TpeT-0y THIITUMETHIICAIIFIT ) OKCH ) TUPPOTH I H- | -11)-2 -
MopdoarHOOKCa3010[4.5-b [mupuanH-6-11)-2-(2-Me THIHPUINH-4-1IT)0OKCa30J1-4-kapOoKcamMuia.

Hcnonp3ys Te ke caMmble YCJIOBUSI peakliu, KOTOpbIe ONMMCcaHbl Juii ctagun 6 npumepa 1, (R)-5-(3-((rper-
OYTHIITUMETHIICHIIHI)OKCH ) TUPPOSTUINH- | -11)-2-MopdosrHooKca3010[4.5-b [nupuanH-6-aMuH (234 MT,
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0,5587 mMoib) momBepraiid B3aMMOJCHCTBHUIO C 2-(2-MCETHINMHPUINH-4-HI)0KCa30J-4-KapOOHOBOH KHCIOTON
(114 wr, 0,5584 mmomn), ucions3yst EDCI-HCI (180 mr, 0,840 mmons), HOBt (81 mr, 0,5863 mMmois), DIPEA
(0,290 wmr, 2,237 mmoib) B JIM® (5 mit), 94To HaBaio ykazaHHOE B 3aroiioBke coenuHenue (167 mr, 50%).

KXMC m/z = 606,2 (M+1)".

Cramus 5. Tlonydgenne (R)-N-(5-(3-runpoxcunupposnuaus-1-wmr)-2-mopdomHookcazono[4.5-b]mupunna-
6-1111)-2-(2-Me TP UINH-4-1IT) OKCca30J1-4-kapOoKcaMu/Ia.

Hcmonb3ys Te e caMble YCIIOBUS peakIMH, KOTOpble omucaHbl s cramuu 8 mpumepa 1, (R)-N-(5-(3-
((TpeT-0y THIAMME THIICHITHI ) OKCH ) TUPPOJIU N H- | -711)-2-Mop hosmmHOOKCca30510[4.5-b [mupunnH-6-nm)-2-(2-
METWITHPUINH-4-11)0Kca3o-4-kapbokcamu (167 mr, 0,276 MMOIB) MOABEPTATH YAAJICHUIO 3alTATHBIX TPYIIIL,
ucnonb3ys pactBop HCI B meTanomne (5 M), 9T0 qaBajio yKa3aHHOE B 3arosioBke coeauaerue (106 mr, 78%).

'H SIMP (JIMCO-de, 300 MI'n): & 9,82 (c, 1H), 8,96 (c, 1H), 8,68-8,67 (x, 1H), 7,86 (c, 1H), 7,80-7,77 (x,
1H), 7,66 (c, 1H), 4,86 (c, 1H), 4,27 (c, 1H), 3,72-3,6,0 (M, 11H), 3,25-3,21 (M, 1H), 2,58 (c, 3H), 1,89-1,78 (M,
2H).

XKXMC 98,95%, m/z =492,2 (M+1)". BOXKX: 95,08%.

ITpumep 42.

(S)-2-(3-AmunonmppoauauH- 1 -1i)-N-(2-MmopdonmHo-5-(unepunus- 1 -mm)okcazono[4.5-b nupuaun-6-

WIT)OKca3o-4-kapOoKkcaMus
Q S, NH,
o) ! />‘N
N

I\ o) X NH
O X
N N O

Cramuss 1. Tlomyuenme Tper-Oytun  (S)-(1-(4-((2-mopdomuHo-5-(Tunepuaus- 1 -m)okcazono[4.5-
b JnupuanH-6-111)KapOaMOomIT) 0OKCa30II-2 -1 ) TAPPOIUINH-3 -1 )KapObamaTa.

Hcnonp3ys Te jke camble YCIOBHS PeakIliy, KOTOPHIE OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢omuHo-5-
(munepuauH-1-m)okcazono[4.5-bmupunnH-6-amMmuH (IPoAYKT co ctaauu 2 npumepa 6) (100 mr, 0,3296 MMoib)
nmoaBepranu  B3aumojaenctBuio ¢ (S)-2-(3-((TpeT-OyTOoKCHKapOOHIIT)aMHUHO )TUPPOTUINH- | -FIT)OKCca3051-4-
KapOOHOBOH KHCIOTOH (mpomexyrounoe coeamnenue 14) (147 wmr, 0,4944 mmons), ncnonszys EDCI-HCI
(95 wr, 0,4944 mmoip), HOBt (67 mr, 0,4944 mmoins), DIPEA (0,23 mi, 1,3185 mmoins) B JIM® (2 min), ¢ modry-
YCHHUEM CBIPOTO MPOAYKTa. [10ydeHHBIH CHIPOW MPOMYKT OYHMINATIH C TOMOIIBI0 KOJOHOYHOU XpoMaTorpaduu
Ha cumukarene 60-120, ucnons3ys 1%-ueiit Metanon B DCM B kadecTBe 3IIIO€HTA, MOJTyYasl YKa3aHHOE B 3aro-
noBke coequnenue (130 mr, 67,7%).

KXMC m/z = 583,5 (M+1)".

Craaus 2. Iomyuenue (S)-2-(3-amuHonmppoauauH- 1 -11)-N-(2-MopdonuHo-5-(munepunun-1-
wi)okcaszono[4.5-b|nupuauH-6-uia)okcaszon-4-kapOoKcamuaa.

Hcnone3ys Te e caMble yCIOBUS PEaKIUH, KOTOPHIE OMHMCAaHBI A CcTagud 8 mpumepa 1, Tper-OyTui
(S)-(1-(4-((2-mopommuo-5-(TUmepuanH- 1 -1 )okcazono[4.5-b | mupuanH-6-mr)kapOaMon )oKca3o-2-
un)nappomauH-3-mi)kapoamar (130 mr, 4,482 MMomb) TIOABEpTaIy yIAJCHHUIO 3alUTHBIX TPYII, UCTIOIB3YS
TOY (5 ma) u DCM (5 min), 9To 1aBano ykazaHHOE B 3arojioBke coenuHenue (73 mr, 68,22%).

'H SIMP (CDCls, 400 MI'n): & 9,90 (c, 1H), 8,77 (c, 1H), 7,82 (c, 1H), 3,81-3,73 (M, 10H), 3,69-3,59 (M,
1H), 3,38-3,28 (M, 1H), 3,02 (c, 4H), 2,30-2,15 (m, 1H), 1,82 (m, SH), 1,70-1,60 (M, 3H).

KXMC 99,52%, m/z = 483,2 (M+1)". BDXKX: 98,70%.

ITpumep 43.

(S)-6-(3-T'unpoxcunupponuaun- 1 -mr)-N-(2-mopdonuno-5-(unepuaus- 1 -ur)okcaszono[4.5-b Jnupuana-6-

I/IH)HI/IKOHI/IHaMI/I[{
4
fo) N
NH
O A
o N4 | P
— N N [\O

Cramus 1. Tlomyuenme  6-6pom-N-(2-mopdonmHo-5-(rmepuanH-1-un)okcazono[4.5-b]mupuana-6-
W) TAKOJTMHAMHA/IA.

Hcnonp3ys Te jxe caMmble YCIOBHS Peakilii, KOTOPhIe OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢oauHo-5-
(munepuauH- 1 -mn)okcazono[4.5-bmupunrH-6-amMmuH (IPOAYKT co cTaauu 2 mpumepa 6) (400 mr, 1,3245 MMonb)
MOJIBEPTalIi B3aUMOJCHCTBHIO C 6-OpOMIHMKOINHOBOM KucioTol (321 mr, 1,5894 mmoins), ucrions3ys EDCI-HCI
(321 wmr, 1,9867 mmons), HOBt (268 mr, 1,9867 mmons), DIPEA (683 wmr, 5,2980 mmone) B IM® (20 mi), ¢
MOJIY4YEeHHUEM YKa3aHHOIO B 3aroyIoBKe coenuHeHus (487 mr, 75%).

'H SIMP (CDCls, 400 MTI'): & 10,86 (c, 1H), 8,82 (c, 1H), 8,24-8,22 (x, 1H), 7,80-7,86 (t, 1H), 7,67-7,65
(m, 1H), 3,83-3,73 (M, 8H), 3,06-3,03 (T, 4H), 1,90-1,88 (M, 4H), 1,70-1,60 (M, 2H).

KXMC m/z = 489,1 (M+2)". BDXKX: 97,69%.
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Cramus 2. Ilomywenume  (S)-6-(3-ruapokcunuppoinaut-1-mm)-N-(2-mopdonuno-5-(munepuaus-1-
WIT)oKca3oo[4.5-b | nupuauH-6-1i1) TUKOINHAMU/IA.

Cmech 6-6poM-N-(2-mopdonuHO-5-(TTunepuuH- 1 -mr)okcazono[4.5-b JmupuauH-6-1i ) TUKOTUHAMHTA
(130 mr, 0,2269 mMomnb), (S)-tupponuanH-3-ona (35 mr, 0,4 MMmons) U kapOooHaTta HaTpus (85 mr, 0,8 MMOIb) B
JAM® (2 mur) marpeBanu ripu temmeparype 140°C B tedenne 12 4. Peakmuro racuiu JeASHONW BOIOH, GUIBTPO-
BaJIM ¥ OYHMINAIH C TMIOMOIIBIO KOJIOHOYHOHM Xpomarorpaduu Ha cunmkarene 60-120, uconssys 1%-Hbril MeTa-
Hon B DCM B KauecTBe 3/MI0€HTa, oTydas yKazaHHOe B 3arojioBke coeguaenue (80 mr, 60,79%).

'H SIMP (CDCls, 400 MI'): 8 10,66 (c, 1H), 8,83 (c, 1H), 7,64-7,62 (t, 1H), 7,58-7,56 (n, 1H), 6,58-6,56
(m, 1H), 3,83- 3,79 (M, 4H), 3,76-3,72 (M, 7TH), 3,04-3,03 (M, 4H), 2,30-2,10 (M, 2H), 1,77-1,72 (M, 4H), 1,61-
1,57 (m, 3H).

KXMC 96,72%, m/z = 494,2 (M+1)". BOXKX: 98,60%.

ITpumep 44.

(S)-6-(3-AmunoMppOIHANH- 1 -11)-N-(2-Mop homrHOo-5-(MunepuanH- 1 -mn)okcazono[4.5-b jmupuauH-6-
WUT)TUKOJTHHAMUJT

Cramusts 1. Ilomyuenme Tper-Oytnmn  (S)-(1-(6-((2-mopdommHo-5-(Tunepuans- 1-mr)okcasomno[4.5-
b JnupuanH-6-1i1)KapOaMOWIT) TUPUIUH-2 -WIT) TUPPOTUINH-3 -1 )Kapbamara.

Hcmonb3ys Te ke camble YCIOBHS peakIlii, KOTOPBIE ONMCAHBI Ui cTaaun 2 npumepa 43, 6-6pom-N-(2-
MopdoarHO-5-(TumepuanH- 1 -un)okcazono[4.5-b|mupuauH-6-mwn)nukomuHaMuy,  (IPOAYKT €O  CTamguu 2
npumepa 6) (100 mr, 0,2053 MMOJIB) MOABEPraid pPEaKIWH 3aMelIeHus ¢ TpeT-OyTtun (S)-mupponuanH-3-
nnkap6amatom (57 mr, 0,3080 MMoITB), HCTTONIB3YS KapOoHAT HaTpus (65 mr, 0,6160 mmons) B JIM® (2 min), pu
temneparype 140°C B Teuenue 12 u, moiydasi ykasaHHOE B 3aroyioBke coeanHerne (60 mr, 49,34%).

Cragus 2. Iomyuenue (S)-6-(3-amuHonMppoIuaH- 1 -11)-N-(2-MopdonmHo-5-(unepunun-1-
WI1)oKca3oo[4.5-b | nupuauH-6-1i1) TUKOINHAMU/IA.

Hcnonp3yst Te ke camble YCIIOBHUS PEaKLUM, KOTOPbIE OIMCaHBI JUId cTaauu § mpumepa 1, Tper-Oyrmi
(S)-(1-(6-((2-mopdonmHo-5-(nunepuaun- 1 -mm)okcazono[4.5-b |[unpuauH-6-1n)kapOaM oI ) IUPUIUH-2 -
wn)nupponuanH-3-min)kapoamar (60 mr, 0,1013 MMob) moxBepraiy yIaJCHUIO 3alIUTHBIX TPYIII, UCIIONB3YS
TDVY (2 mu) u DCM (2 M), 94TO 1aBajio ykazaHHOE B 3arojoBke coequnerue (30 mr, 60,16%).

'H SIMP (CDCls, 400 MI'n): & 10,70 (c, 1H), 8,84 (c, 1H), 7,65- 7,61 (1, 1H), 7,57-7,55 (1, 1H), 6,56-6,54
(z, 1H), 3,87-3,63 (M, 9H), 3,39-3,37 (M, 1H), 3,04-3,01 (1, 4H), 2,28-2,25 (m, 2H), 1,90-1,87 (m, 1H), 1,771-
1,76 (m, 5H), 1,60-1,56 (M, 3H).

KXMC 98,72%, m/z = 493,3 (M+1)". BDXKX: 97,84%.

IIpumep 45.

(S)-2-(3-T'mapoxcunupponuaua- 1 -uin)-N-(2-mopdonuHo-5 -(umepuanH- 1 -uim)okcazono[4.5-b|mupuana-6-

MIT)0Kca3on-4-kapOokcamMu
Q S),0H
OY[N%NQ»

NH

Hcnonp3yst Te e camble YCIOBUsI PEakLiK, KOTOpBIE OIMCAaHbI ISl cTaauy 6 npumMepa 1, 2-mopdoanHo-5-
(uniepunuH- 1 -mr)okcaszono[4.5-b JnupuauH-6-aMuH (PoayKT co ctaauu 2 npumepa 6) (100 mr, 0,3296 mmob)
nmoaBepranu  B3auMmoaeucTBuio ¢ (S)-2-(3-((TpeT-OyTHIAMMETHIICHIIAI ) OKCH ) TUPPOTUINH- | -FT)0KCa3011-4-
KapOOHOBOH KHCIOTOH (mpomexyrounoe coeamnenue 15) (124 wmr, 0,3955 mmons), ncnoms3zys EDCI-HCI
(95 wr, 0,4944 mmoip), HOBt (67 mr, 0,4944 mmoins), DIPEA (0,23 mi, 1,3185 mmoins) B JIM® (2 min), ¢ modry-
YEHHWEM CBIPOTO MpOAyKTa. Vcmomb3ys Te e YCIOBHS peakliH, KOTOpBIe ONHMCAaHBI Ha CTaauu 8§ mpumepa 1,
CHIPOH MPOAYKT MOJBEPTaTH yIAJICHHUIO 3alTUTHBIX TPy, UcTionb3ys pactBop HCI B metanose (5 M), uto aa-
BaJIO YKa3aHHOE B 3aroyioBke coeanHerne (128 mr, 80,5%).

'H SIMP (CDCl;, 300 MI'm): & 9,78 (c, 1H), 8,76 (c, 1H), 7,82 (c, 1H), 4,70-4,60 (v, 1H), 3,82-3,56 (M,
12H), 3,03-3,00 (T, 4H), 2,19-2,11 (M, 2H), 1,81-1,78 (M, 6H).

KXMC 95,04%, m/z = 484,2 (M+1)". BDXKX: 95,55%.

ITpumep 46.

(S)-N-(5-Luknonpommi-2-mophonarHookcazono[4.5-bmmpuanH-6-n)-2-(3-ruIpOKCHITUP POTUIUH- | -
WIT)OKCa301-4-KapOoKcaMu,T
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QO (S),OH
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n_/ N N/

Hcmonp3yss Takue ke YCIOBHS pEaKLIUH, KOTOpHIE OIMCaHbl B mpuMepe 45, S-mmkionponui-2-
MopdosmHOOKca3010[4.5-b|nupuauH-6-aMue (IpoxykT co craauum 7 upumepa 2) (100 wmr, 0,384 mmous)
noaBepramy  Bzaumogneiictuio ¢ (S)-2-(3-((TpeT-OyTHIIMMETHICHIINIT)OKCH ) TUPPOITUINH- | -HIT) 0OKCa3011-4-
KapOOHOBOM KHCJIOTOH (TIpomekyTouHoe coeamHenue 15) (145 wr, 0,4615 mmouns), ucnons3ys EDCI-HCI
(110 wmr, 0,5769 mmons), HOBt (78 wmr, 0,5769 mmons), DIPEA (0,268 M, 1,5384 mmons) B IM® (2 mn), u
3aTeM MO/BEprajiy yIaJCHHUIO 3alUTHEIX TPy, ucnoib3ys pactBop HCl B meranone (5 min), uro maBaio yka-
3aHHOE B 3aroJIoBKe coeanHeHue (56 mr, 50,4%).

'H SIMP (CDCls, 300 MI'm): & 9,17 (c, 1H), 8,33 (c, 1H), 7,84 (c, 1H), 4,70-4,60 (v, 1H), 3,82-3,56 (M,
12H), 2,13-2,03 (M, 3H), 1,86-1,84 (1, 1H), 1,16-1,13 (m, 2H), 1,04-1,00 (M, 2H).

KXMC 93,32%, m/z = 440,8 (M+1)". BDXKX: 95,51%.

IIpumep 47.

(S)-2-(3-AmMuHOTIMppOTUANH- | -1T)-N-(5-1tuKIonponui-2-MopHoTMHOOKCa30110[ 4. 5-b [mupuanH-6-

MIT)0Kca3on-4-kapOokcaMu
o) S,NH;
o) ' />‘N
N

NH
N\ O~
O,
n_/ N N/

Hcnonp3yss Takue k€ YCIOBHS pEaKLIUH, KOTOpHIE OIMCaHbl B TmpuMepe 45, S-mmkionponui-2-
MopdoarHOOKCca3010[4.5-bmupuanH-6-aMuH (MPOAYyKT co ctaauu 7 mpumepa 2) (100 mr, 0,384 mMmoub)
nmoaBepranu  B3aumojaenctBuio ¢ (S)-2-(3-((TpeT-OyTOoKCHKapOOHIIT)aMHUHO )TUPPOTUANH- | -FIT)OKCca3051-4-
KapOOHOBOH KHCIOTOH (mpomexyrounoe coeamnenue 14) (137 wmr, 0,4615 mmons), ncnonszys EDCI-HCI
(110 wmr, 0,5769 mmons), HOBt (78 wmr, 0,5769 mmons), DIPEA (0,268 mi, 1,5384 mmons) B JIM® (2 M), u
3aTeM TIOJBEPTaIH YIAICHUIO 3aIUTHBIX TPy, UCHoab3ys TDY (5 mi) u DCM (5 mir), 9To AaBajio yKazaHHOE
B 3arosioBKe coennHeHue (27 mr, 18,49%).

'H SIMP (CDCls, 400 MI'n): § 9,17 (c, 1H), 8,34 (c, 1H), 7,83 (c, 1H), 3,82-3,72 (M, 10H), 3,61-3,59 (M,
1H), 3,29-3,26 (M, 1H), 2,30-2,18 (M, 2H), 2,10-2,00 (M, 1H), 1,90-1,78 (M, 1H), 1,16-1,15 (m, 2H), 1,04-1,00
(M, 2H).

KXMC 100%, m/z = 440,2 (M+1)". BDXKX: 98,06%.

ITpumep 48.

I'mppoxnopun  2-(2-metnnmumpuani-4-un)-N-(5-(munepuaus- 1 -m)-2-(muppoauanH- 1 -mr)okcasono[4.5-

b]mupunuH-6-1)okcazon-4-kapookcamua
o}
OJN}QN
o] X NH
O
NTON "O Hal

Cramus 1. [Tomydenune 5-xmop-2-(upponuaus- 1 -mn)okcazono[4.5-b|mupunrHa.

Hcnone3ys Te ke camble YCIOBHS PEaKINH, KOTOPBIE OMMCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(meTunTHO)OoKCcazono[4.5-bmupuaua (250 Mr) moaBepraiM peakmuH 3aMENICHUs, HCIOJb3Ys MMHPPOTHIAH
(2 M) u TT'® (5 mu), mpu Temmeparype 75°C B TeueHue 2 4 ¢ TIOMyYSHUEM YKa3aHHOTO B 3ar0JIOBKE COCIHMHE-
Hus (250 mr).

'H SIMP (CDCls, 400 MI'n): & 7,35-7,33 (x, 1H), 6,89-6,87 (x, 1H), 3,70-3,60 (m, 4H), 2,10-2,00 (m, 4H).

KXMC m/z = 224,1 (M+1)".

Cranus 2. [lomyuenne 5-xnop-6-HUTpo-2-(upponuant-1-mi)okcazono[4.5-b]nupuauna.

Ucnonb3ys Te *e camble YCIOBHUSI peaklUH, KOTOpbIE OMUCaHbl ISl ctanuu 4 mpumepa 20, 5-xmop-6-
HUTpPO-2-(TIpponAnH-1-mi)okcazono[4.5-b|mupuaun (250 mr, 1,121 MMONb) HUTPOBAJIM, UCIONB3Ysl HUTPAT
kanus (226 mr, 2,242 MMOJIb) U KOHII. cepHyto KUcIOTy (3 mi), npu KT B Teuenue 24 4 ¢ mosryueHHUeM ChIpOro
YKa3aHHOTO B 3arojioBke coequHenus (180 mr, 60%).

Cramus 3. [Tomydenne 6-HUTPO-5-(TumepuanH- 1 -ui)-2-(muppouauH- 1 -mir)okca3ono[4.5-b jnupuanHa.

Vcnonp3ys Te jxe caMmble YCIOBHSI pEakIiy, KOTOPbIe ONMICaHBI U cTanuu 1 mpumepa 6, S-xmop-6-HATpo-
2-(mupponuans- 1 -mn)okcazono[4.5-bmupunun (180 mr, 0,6716 MMOJIB) TIOIBEPTaIN PEAKIIUN 3aMEIICHHS, HC-
none3yst manepuanH (57 mr) B TT'® (3 M) npu KT B Teuenne 12 4, momydast ykazaHHOE B 3ar0JIOBKE COCIMHE-
aue (150 mr, 70,7%).

KXMC m/z = 318,45 (M+1)".
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Cranus 4. [lonyuenne 5-(nunepunun-1-un)-2-(nmupponuaus-1-um)okcaszono[4.5-b | nupuaun-6-amuHa.

Hcnonp3yst Te ke camble YCIIOBUSI PEaKkIMu, KOTOpBIE ONMCAHbI JUIA cTaauu 5 mpumepa 1,6-HUTpO-5-
(munepuaua- 1 -mn)-2-(mupponuauH- 1 -mr)okcazono[4.5-b Jrupuawa (150 mr, 0,4731 MMOIB) BOCCTaHABIUBAIH C
MTOMOIIBI0 TIopomka 1uHKa (247 mr, 3,7854 mMMonb) u xiopuma ammonus (404 mr, 7,5696 mmons) B cMecH
TIr' ®/meranon/H,O (5 mur/1 mur/0,5 Mi1), ¢ TOTYISHHEM CHIPOTO YKa3aHHOTO B 3aroJioBKe MpoaykTa (152 mr).

KXMC m/z = 288,2 (M+1)".

Cramus 5. [lomydermme  tumpoxiopunga  2-(2-metunnupuauH-4-wmin)-N-(5-(munepuaus- 1 -mr)-2-
(mupponuanH- 1 -um)okcazono[4.5-bmupunuH-6-mr)okcazon-4-kapOokcamuaa.

Hcnonp3ys Te e caMble yCIOBUS peaKLUU, KOTOPbIE OMUCAHBI Ui cTaguu 6 npuMmepa 1, 5-(munepuaus-1-
wi)-2-(nupponuanH- 1 -mi)okcaszono[4.5-bmupuaun-6-amun (150 mr, 0,5226 MMOIIB) MOIBEpTanty B3auMo/IeiCT-
BUIO C 2-(2-MeTminupuanH-4-min)okcazon-4-kapooHoBoit kucimorod (127 wmr, 0,6271 MMOIJIB), HCHOJB3YS
EDCI-HCI (149 wmr, 0,7839 mmons), HOBt (108 mr, 0,7839 mmons), DIPEA (0,18 mi, 1,0452 mmons) B IM®
(2 m1), ¢ moMy4eHueM ChIporo mpoaykra. IlomydeHHBI ChIpoi MPOAYKT OYMIIAIN ¢ oMolbto npern. BOXX u
obpabateiBanu pactBopoMm HCl B MeTaHoIIe, mosTydas ykazaHHOE B 3arosioBke coeanHenue (38 mr, 14,28%).

'H SIMP (CDCls, 400 MT'nr): & 13,4-12,8 (ymmp. ¢, 1H), 11,80 (c, 1H), 9,19 (c, 1H), 8,74 (c, 1H), 8,47-8,42
(M, 2H), 7,93 (¢, 1H), 3,74 (c, 4H), 3,65 (c, 4H), 3,08 (c, 3H), 2,48 (c, 2H), 2,12 (c, 4H), 1,99 (c, 2H), 1,90-1,70
(m, 2H).

XKXMC 100%, m/z = 474,2 (M+1)". BDXKX: 97,93%.

ITpumep 49.

Tunpoxmopun  N-(2-(2,6-mumeTHIIMOpOTHHO )-5-(turepuanH- 1 -un)okcazomno[4.5-bmupuaua-6-1mm)-2-(2-
METWITHPUIUH-4-1JT)0KCca30J-4-kapOokcamuaa

—
)_/ N"N "O HEl

Cramus 1. [Tomydenune 5-xmop-2-(2,6-nuMeTHIMOpOINHO))oKcaszono[4.5-b jnupuanHa.

Hcnonp3yst Te ke camble YCIOBUS PEakIMu, KOTOpBIE ONMHMCAHBI JJIsl craauu 3 mpumepa 1, S-xiop-2-
(MetmntHo)oKCca3010[4.5-b|nupunus (mpoaykT co ctaauu 3 mpumep 2) (250 mr, 1,25 MMOIB) MOIBEpralid peak-
Y 3aMEIICHUs, UCTONB3ys 2,6-mumermwiMopdonud (2 M) u TT'® (5 mi), npu Temmneparype 75°C B TeueHue
2 4 ¢ MOTy4YeHHEM YKa3aHHOTO B 3aT0JIOBKe coenHeHus (251 mr).

'H SIMP (CDCls, 400 MTI'): & 7,38-7,36 (z, 1H), 6,94-6,92 (x, 1H), 4,17-4,14 (n, 2H), 3,75-3,68 (M, 2H),
2,90-2,84 (t, 2H), 1,27-1,26 (1, 6H).

KXMC m/z =268,0 (M+1)".

Cramus 2. [Tomydenune 5-xmop-2-(2,6-1uMeTHIMOPQOITHNHO)-6-HUTPOOKCca30ii0[4.5-b|mupuanHa.

Hcmonb3ys Te ke camble YCIOBHS PeaKIiH, KOTOPbIe OMHUCaHbl it ctaaun 4 nmpumepa 20, 5-xmop-2-(2,6-
nuMeTHIMopdorHo Jokcazoo[4.5-bmupumaun (250 mr, 0,9363 MMOIIb) HUTPOBAJH, UCTIONB3YS HUTPAT KaJIHS
(189 wmr, 1,8726 MMOJIb) 1 KOHII. cepHYyI0 KUCIOTY (3 M), mpu KT B Teuenne 24 9 ¢ moaydeHHEM yKa3aHHOTO B
3aronoBke coeqmaenus (150 mr, 51,3%).

KXMC m/z =313,0 (M+1)".

Cramus 3. Ilonmyuenme  2-(2,6-auMeTHIMOPQOINHO)-6-HUTPO-5-(TTUNEepUaUH- 1 -miT)okcazomno[4.5-
b]nupunuHa.

Hcnone3ys Te xe caMble YCIOBUS peakiiM, KOTOpble ONMUCaHbI [uId cTaauu 1 mpumepa 6, 5-xmop-2-(2,6-
JUMETHIMOP(OINHO)-6-HUTpOoOoKcazoso[4.5-b]mupunun (150 mr, 0,1602 MMoIIB) MogBEprany peakyuu 3amenie-
HUs, ucnonb3ys nunepuanH (45 mr) B TT'® (3 mun), npu KT B Teuenne 12 4, monydast yka3aHHOE B 3ar0JIOBKE
coemquaeHue (152 mr, 86,2%).

KXMC m/z =362,4 (M+1)".

Cramuss 4. Tlomyuenue 2-(2,6-muMeTHIMOPQOIUHO)-5-(TTHIepuarH- 1 -1i1)oKkca3ono[4.5-bmupunnH-6-
aMUHA.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl I CcTaguud S5 mpumepa 1,
2-(2,6-muMeTHIMOP(OITUHO )-6-HUTPO-5 -(umepuanH- 1 -un)okcazomno[4.5-b|mupunua (152 mr, 0,4143 MMoub)
BOCCTAHABIIMBAIM C TOMOINBIO Topomika IuHKa (216 mr, 3,3147 MMonb) u xjopuaa ammonus (353 wr,
6,6288 mmois) B cmecu TT'd/meranon/H,O (5 mn/1 mi/0,5 mi), 9To IaBaio ChIpOE YKa3aHHOE B 3ar0OJIOBKE CO-
equnenue (160 mr).

'H SIMP (CDCls, 400 MI'n): & 6,96 (c, 1H), 4,11-4,07 (mn, 2H), 3,74-3,70 (m, 2H), 3,02-3,01 (v, 4H),
2,83-2,77 (t, 2H), 1,76-1,68 (M, 4H), 1,64-1,56 (M, 2H), 1,26-1,24 (1, 6H).

KXMC m/z =332,2 (M+1)".

Cranus 5. Iomyuenne rugpoxnopuga N-(2-(2,6-aumeTnnmMopdonnHo)-5-(munepuaus- 1 -mr)okcasomno[4.5-
b]mupunun-6'"-1i)-2-(2-Me THIMHPUINH-4- 1) 0Kca30J1-4-kapOokcamuia.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMCaHBl M craguu 6 mpumepa 1,
2-(2,6-muMeTHIMOPGOITUHO)-S-(TmepuauH- 1 -rn)okcazono[4.5-bmupunua-6-amua (152 wmr, 0,6024 mMMoIb)

-53-



038748

MOABEPTaM  B3aMMOJCHCTBHIO € 2-(2-MeTHINHpUANH-4-miT)okca3on-4-kapOoHoBoli  kucioroid (147  wr,
0,7228 mmonn), ucrionb3ys EDCI-HCI (172 wr, 0,9036 mMois), HOBt (125 mr, 0,9036 mmons), DIPEA (0,2 mur,
1,2048 mmoip) B IM® (2 M), ¢ morydeHneM ChIporo npoaykra. IlosrydeHHBIH ChIpoi TPOIYKT OYHILAIHN C TI0-
mombto npen. BOXKX u obpadarsiBanu pactBopom HCl B MeTaHome, moxydasi ykazaHHOE B 3aroJOBKE COEIUHE-
aue (80 mr).

'H SIMP (CDCls, 400 MI'): & 13,15-12,90 (ymmp. ¢, 1H), 11,90 (c, 1H), 9,18 (c, 1H), 8,74 (c, 1H), 8,46-
8,42 (n, 1H), 7,96 (c, 1H), 4,21-4,18 (M, 2H), 3,76-3,60 (M, 6H), 3,08 (c, 3H), 2,99-2,92 (1, 2H), 2,60-2,41 (M,
2H), 2,08-1,90 (m, 2H), 1,60-1,80 (M, 2H), 1,29-1,27 (n, 6H).

KXMC 100%, m/z = 518,5 (M+1)". BDKX: 98,81%.

ITpumep 50.
Tunpoxnopun N-(2,5-mu(munepuaus- 1 -mr)Tuazono[4.5-b mupunun-6-nmn)-6-( 1 -metnn-1 H-mupazon-4-
WT)TUKOJIMHAMU/1A
]
NP

S = NH =N
OIX
N7 I\O HCl

Hcnone3ys Te ke caMmble YCIOBHMS peakLUUH, KOTOpble OINUCAHbl A8 cTaguu 6 mpumepa 1,
2,5-mu(nunepuanH- 1 -un)trazono[4.5-bjnupunun-6-amun  (mpoaykT co craaud 4 mnpumepa 22) (70 wr,
0,220 mMomb) KoHAeHcHpoBanH ¢ 6-(1-metui-1H-nupa3o-4-1i1) TMKOIMHOBOH KUCIOTOH (IIPOMEKYTOYHOE CO-
equaenne 4) (53 wmr, 0,264 mmons), ucnionb3ys EDCI-HCI (63 wmr, 0,33 mmons), HOBt (45 mr, 0,33 MMounb),
DIPEA (78 wmr, 0,66 mmonb) B IM® (5 M), ¢ moydeHHeM ChIporo npoaykra. [1oaydeHHbIH ChIpoi IpOIyKT
ouniany ¢ nomouisio npern. BOXX u odpadarsiBanu pactsopom HCI B MeTaHome, moydast yka3aHHOE B 3aro-
JIOBKe coenunenue (25 mr, 21,2%).

'H SIMP (CD;0D, 300 MI'n): & 9,01 (c, 1H), 8,42 (c, 1H), 8,30 (c, 1H), 8,10-8,01 (m, 2H), 7,92-7,89 (uz,
1H), 4,01 (c, 3H), 3,80 (c, 4H), 3,39-3,30 (M, 4H), 1,82 (c, 10H), 1,69-1,67 (1, 2H).

KXMC 98,92%, m/z = 503,3 (M+1)". BDXKX: 98,03%.

ITpumep 51.

6-(1-MeTwi- 1 H-iupa3zon-4-ui)-N-(2-mopdonuHo-5-(unepunnH- 1 -mr)tuazono[4.5-b jrupuana-6-

W) TAKOJTMTHAMU T

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIu, KOTOPBIC OMUCAHBI I CTaauu 6 mpuMmepa 1, 2-mophoIuHo-5-
(tuniepunue- 1 -mn)Traszono[4.5-bnupuanH-6-amMmuH (poaykt co craguu 6 npumepa 20) (70 mr, 0,313 MMoIb)
HoZABEprayy B3aumopencTsuio ¢ 6-(1-merni-1H-nmpa3on-4-nin)IUKOITHHOBOM KHCIOTOH (TIPOMEKYTOYHOE CO-
enunenue 4) (53 mr, 0,262 mmous), uctons3yst EDCI-HCI (62 wmr, 0,327 mmons), HOBt (45 mr, 0,327 MMmomb),
DIPEA (85 wmr, 0,654 mmons) B IM® (5 mut), ¢ mosTydeHHEM ChIPOTO KOHACHCHPOBAHHOTO MpoIykTa. [lomyden-
HBIA CBIPOH TIPOAYKT OUHINAIH ¢ ITOMoIIbIo npen. BOXKX, momydas ykazaHHOE B 3arojioBke coenuHeHue (35 mr,
30%).

'H SIMP (CD;0D, 300 MI'u): & 8,96 (ymmp. ¢, 1H), 8,46 (c, 1H), 8,34 (c, 1H), 8,11-8,01 (M, 2H), 7,94-
7,91 (n, 1H), 4,02 (¢, 3H), 3,88-3,82 (M, 8H), 3,55-3,21 (M, 4H), 1,87 (c, 4H), 1,80-1,60 (M, 2H).

KXMC 82,87%, m/z = 505,2 (M+1)". BDXKX: 97,63%.

ITpumep 52.
Tunpoxnopun N-(2,5-mu(munepuaus- 1 -mr)tuazono[4.5-b jmupuauH-6-nm)-2-(2-Me TP UANH-3 -
WIT)oKca3on-4-kapOokcaMuia
o}
oM~

N
S N NH
O
N N '\O .HCI

Hcnonp3yss Te ke camble YCIOBHS pEaKIUH, KOTOpPHIC OIUCAHBI i cragud 6 mpuMmepa 1,
2,5-mu(nunepunuH- 1 -un)trazono[4.5-b jnupunun-6-amun  (mpoaykT co craaud 4 mnpumepa 22) (70 wr,
0,220 mMMoIB) TIOABEpPralid B3aUMOJCHCTBUIO C 2-(2-METHITTUPHINH-3-MIT)0KCa30I-4-KapOOHOBOM KHCIOTON
(mpomexytounoe coemunenue 8) (50 mr, 0,242 mmons), ucnonszyss EDCI-HCI (63 wmr, 0,33 mmoins), HOBt
(45 wr, 0,33 mmoms), DIPEA (85 mr, 0,66 Mmmons) B JIM® (5 min), ¢ mosydeHreM ceiporo npoaykra. [Tomyden-
HBIA CBIPOH MPOAYKT OYHINATH ¢ moMoInbio mpern. BOXKX u obpabdareiBanu pacteopom HCl B meTanoe, momy-
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yas yKazaHHOE B 3aroyioBke coenuHenue (30 mr, 27,2%).

'H SIMP (CD,0D, 400 MI'n): & 9,21-9,19 (z, 2H), 8,91-8,88 (M, 3H), 8,80 (ymmp. ¢, 1H), 8,15-8,11 (t,
2H), 3,78 (c, 8H), 3,18 (c, 3H), 1,80 (c, 8H), 1,71-1,70 (M, 4H).

KXMC 85,44%, m/z = 504,2 (M+1)". BOXKX: 98,54%.

ITpumep 53.

N-(2-((2S,6R)-2,6-Tumetunmopdonuno)-5-(munepuanH- 1 -un)trazono[4.5-b jnupuauna-6-m)-2-(2-
METWIITHPUIUH-4-1JT)0KCca3071-4-KapOokcaMu g

o

Oﬁi N}‘QN
%, NH

S
N

S p
sse

Cramus 1. [Tomyaenune (2R,6S)-4-(5-xnopTrazomno[4.5-b]mupunua-2-mn)-2,6-1uMeTHIMOPPOITHHA.

Hcnonp3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(MeTunTHo)THA3050[4.5-b Jmupuana (poaykT co ctaauu 2 mpumepa 20) (170 mr, 0,784 MMoib) moaBeprayin
peaKIyu 3aMemIeHus, UCToNb3ys (2R,6S)-2,6-mumerrnmopdomnuH (1 M) u TT'O® (2 mi), npu temneparype 75°C
B TeueHue 16 4 ¢ MosrydeHueM ChIpOro YKa3aHHOTO B 3arojoBKke coequHeHus (260 mr).

KXMC m/z =284,1 (M+1)".

Cragus 2. ITonyuenue (2R,6S)-4-(5-x10p-6-HUTpOTHA3010[4.5-b | MTUpUANH-2-1T)-2,6- TUMCTHII-
MopdonHa.

Hcnone3ys Te ’xe camble YCIOBHS pPeakLUU, KOTOpble onmucaHsl Ans ctaauu 4 npumepa 20, (2R,6S)-4-(5-
xyoptrazono[4.5-b|mupunun-2-mn)-2,6-mumetammopdomua (260 mr, 0,916 MMONb) HUTPOBAIH, HCIONB3YS
HUTpAT Kanus (277 mr, 2,74 MMOJIb) U KOHII. CEpHYIO KHCIIOTY (5 mur), mpu KT B TeueHue 2 mHel ¢ moydeHueM
CBIPOTO YKa3aHHOTO B 3arojioBke coequHeHus (120 mr).

KXMC m/z = 328,9 (M+1)".

Cramus 3. Tlomydenume (2R,6S5)-2,6-mumeTmin-4-(6-HuTpo-5-(Ttunepuans-1-mi)trazono[4.5-b|mupuaua-2-
wi)Mop¢oirHa.

Hcnonp3ys Te e caMble YCIOBHS PEaKIMK, KOTOPhIC OMUCAHBI Ut ctaauu 1 mpumepa 6, (2R,6S)-4-(5-
XJIOp-6-HUTpOTHA30710[4.5-b|mupuann-2-uin)-2,6-muMetramopdonus (120 mr, 0,365 MMomb) oABEpraid peak-
UM 3amenteHust, ucnoib3ys munepunu (0,5 mi) B TT® (2 mi), npu KT B Teuenne 30 MuH, moiydast ykazaHHOE
B 3aroyioBke coenuueHue (190 mr).

KXMC m/z =378,0 (M+1)".

Cramus 4. [Tonyuenue 2-((2R,6S5)-2,6-mumetnnmopdonnHo)-5-(munepuaus- 1 -mr)tuazono[4.5-b jrupuana-
6-amuHA.

Hcmonb3ys Te e caMble YCIIOBHS peakInH, KOTOPhIE OMUCaHBI s ctamuu 5 mpumepa 1, (2R,6S5)-2,6-
muMeTHI-4-(6-HuTpo-5 -(unepuanH- 1 -un) trazono[4.5-bmupunus-2-mwi)mopdomua (190 mr, 0,503 MmMmoIs) Boc-
CTaHABJIMBAJIM C TIOMOIIIBIO TOpoIka 1uHKa (260 mr, 4,026 MMoib) 1 xsopuna ammonus (430 mr, 8,04 MMoITs) B
cmecu TT'®@/meranon/H,O (3 ma/0,8 mi/0,3 mut), ato naBajo ceipoit mpoaykT (170 mr).

KXMC m/z = 3482 (M+1)".

Cramuss 5. Tlomyuenme rtuapoxiopuma N-(2-((2S,6R)-2,6-mumernnmMopdonnHo)-S-(munepuus-1-
wi1)Tras3ono[4.5-bnupuauH-6-1mi)-2-(2-MeTHIIHPHINH-4 -1 ) 0OKca30i-4-kapOokcamMu 1a.

Hcnonp3ys Te ke caMble YCJIOBHUS PEaKLMU, KOTOPbIE ONMUCaHbI Juii cTaguu 6 mpumepa 1, 2-((2R,65)-2,6-
JUMETHIMOP(HOITUHO )-5-(Ttnepunus- 1 -wi)tuazonol4.5-bmupuans-6-amun (85 mr, 0,244 MMOITB) TIOJBEprain
B3aUMO/ICHCTBUIO ¢ 2-(2-MeTHIANUpPUANH-4-1T)oKca30i-4-kapOoHoBoH kucioToi (60 mr, 0,293 MMoIIb), HCHIONB-
3ys EDCI-HCI (70 wmr, 0,366 mmomns), HOBt (50 mr, 0,366 mmons), DIPEA (0,94 mr, 0,732 mmons) B JIMD
(2 mi1), ¢ IONMy4YeHUEM CHIPOTO MPOIyKTa. [1oydeHHBIH CHIPOH MPOAYKT OUYHUIIAIN ¢ TTOMOIIbIo mper. BOXX u
obpabateiBanu pactBopoM HCI B meTanorne, momydast ykazaHHOE B 3arojioBke coenuHenue (25 mr, 19,20%).

'H SIMP (CD;0D, 300 MI'm): & 9,05 (c, 1H), 8,90-8,85 (x, 1H), 8,70 (c, 1H), 8,60 (c, 1H), 8,58-8,45 (x,
1H), 4,06-3,97 (M, 2H), 3,85-3,79 (M, 2H), 3,49 (c, 4H), 3,21-3,05 (1, 2H), 2,93 (¢, 3H), 1,89 (c, 4H), 1,76 (c,
2H), 1,29-1,21 (z, 6H).

KXMC 98,99%, m/z = 534,3 (M+1)". BDXKX: 96,10%.

ITpumep 54

2-(2-Metunmupuaus-3-mi)-N-(2-mopdonuHo-5-(unepuauH- 1 -ur)Traszono[4.5-b jnupunnH-6-m)okca3on-
4-kapOokcamu

N SS
O\_/N_<\m
N N O

I/ICHOJ’IL3y5{ TC KC CaMbIC YCJIOBUA PCAKINU, KOTOPBIC OMMMCAHBI JJId CTaAUun 6 npumepa 1,2—M0p(1)0J'II/IHO-5-
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(tuniepunuH- 1 -mn)Traszono[4.5-bnupuanH-6-amMmuH (poaykt co craguu 6 npumepa 20) (70 mr, 0,219 MMoIb)
MOZBEPTAN B3aUMOAEHCTBHUIO C 2-(2-MeTHINMUPUANH-3-1T)0KCca301-4-KapOOHOBOH KHCIOTOH (IIPOMEXYTOYHOE
coemuaeHue 8) (45 mr, 0,219 mmons), ucnonb3ys EDCI-HCI (63 mr, 0,329 mmons), HOBt (45 mr, 0,329 MMomb),
DIPEA (71 wr, 0,548 mmoinb) B IM® (5 Mi1), ¢ OTydeHHEM CHIPOTO YKa3aHHOTO B 3arojioBke coexuHenust. I1o-
JTy4eHHBIA CBIPOH MPOAYKT OYHIIANIN C momoikio npern. BOXKX, nmonmydas ykazaHHOE B 3ar0OJIOBKE COSIMHECHUE
(35 mr, 30%).

'H AMP (JIMCO-dg, 400 MI'm): & 9,70 (c, 1H), 9,12 (c, 1H), 8,95 (c, 1H), 8,82-8,74 (n, 1H), 8,68-8,62 (x,
1H), 7,83-7,72 (1, 1H), 3,74-3,72 (M, 4H), 3,59-3,57 (M, 4H), 3,08 (c, 3H), 2,99 (c, 4H), 1,74 (c, 4H), 1,65-1,52
(M, 2H).

KXMC 88,8%, m/z = 506,2 (M+1)". BDXKX: 97,66%.

ITpumep 55.

2-(2-T'unpoxcunupuaua-3-ni)-N-(2-mopdonuHo-5-(unepuus- 1 -mn)truazono[4.5-b jnupuans-6-
WIT)OKCa301-4-KapOoKcaMu,T

o]
o >~

Hcnone3ys Te jke camble YCIOBHS PeakIliy, KOTOPhIE OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢omuHo-5-
(munepuana-1-wn)Trazono[4.5-b]mupunuH-6-amMmuH (poaykT co ctaamu 6 npumepa 20) (70 mr, 0,219 MMoib)
TIOJIBEPTalid B3aUMOJIEHCTBHUIO C 2-(2-TUAPOKCUTTUPHINH-3-MIT)0KCa30J1-4-KapOOHOBOM KHCIOTOH (IIPOMEXKYyTOU-
Hoe coenumuHeHue 9) (45 wmr, 0,219 mmoms), ucnonsdys EDCI-HCl (63 wr, 0,329 mmons), HOBt (45 wr,
0,329 mmoup), DIPEA (71 mr, 0,548 mMmoins) B IM® (5 MiT), ¢ TIOITy4eHHEM CBHIPOTO YKA3aHHOTO B 3aroJjOBKE
coenuHeHus. [lomyueHHBIN ChIpON MPOAYKT OYMIIaiu ¢ nmomoulsio npen. BOXX, monyyas ykazanHoe B 3aro-
noBke coenunaenue (35 mr, 31,5%).

'H SIMP (JIMCO-dg, 400 MT'nr): & 12,40 (c, 1H), 9,62 (c, 1H), 8,97 (c, 1H), 8,89 (c, 1H), 8,23-8,21 (uz,
1H), 7,73-7,62 (M, 1H), 3,75-3,73 (M, 4H), 3,58-3,56 (M, 4H), 2,99-2,96 (, 4H), 1,80 (c, 4H), 1,68-1,53 (M, 2H).

KXMC 100%, m/z = 508,0 (M+1)". BDXKX: 96,21%.

ITpumep 56.

N-(2,5-An(nmunepuaun- 1 -un)rrazono4.5-b Jmnpuana-6-mn)-2-(2-MeTOKCUTUPUANH-4-1IT) OKCa301-4 -
KapOOKCcaMHu/T

S NH
O XX~ 7~

Hcnone3yss Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCaHBl JiIs craguu 6 mpumepa 1,
2,5-mu(munepuaun- 1 -wn)truazono[4.5-bmupunun-6-aMmuH  (mpoaykT co craguun 4 mpumepa 22) (70 wr,
0,220 MMOJIB) TIOJBEpTaIH B3aUMOJCHCTBUIO C 2-(2-METOKCHUIMPHUINH-4-HIT)0KCa30J1-4-KapOOHOBOM KHCIOTOH
(mpomesxyrounoe coeaunenue 11) (53 wmr, 0,242 mmozns), ucnonezyst EDCI-HCI (57 wr, 0,30 mmons), HOBt
(41 wr, 0,30 mmoms), DIPEA (85 mr, 0,66 Mmmomns) B JIM® (5 min), ¢ moydeHreM ceiporo npoaykra. [Tomyden-
HBIA CBIPOH TIPOAYKT OUHINAIH ¢ ITOMoIIkio rpen. BOXKX, momyyas ykazanHoe B 3arojioBke coenunenue (13 mr,
11%).

'H SIMP (CDCls, 300 MI'm): & 9,84 (¢, 1H), 9,00 (c, 1H), 8,37 (c, 1H), 8,34-8,33 (x, 1H), 7,52-7,50 (mx,
1H), 7,38 (c, 1H), 4,01 (c, 3H), 3,66 (c, 4H), 3,12-3,09 (T, 4H), 1,88 (c, 4H), 1,69 (c, 8H).

KXMC 100%, m/z = 520,0 (M+1)". BDXKX: 94,16%.

ITpumep 57.

2-(6-MetokcunupunuH-3-mi)-N-(2-MopdomauHo-5-(unepunus- 1 -nin)tuazono[4.5-b | mupuanH-6-

WIT)OKca3o-4-kapOoKkcaMus
o

OJ N}‘Q\o/

Hcnonb3ys Te e camble YCIOBUsI PEaKLUK, KOTOPbIE OMMCAHbI JUisi cTaanu 6 npumMepa 1, 2-mopdoauHo-5-
(munepuana- 1 -wn)Trazono[4.5-bmupunuH-6-amMmuH (IPOayKT co ctaguu 6 mpumepa 20) (540 mr, 1,692 MMoib)
TOJIBEPTalid B3aUMOJICHCTBHUIO C 2-(2-METOKCUTTUPHINH-S5-MIT)0KCa30I-4-KapOOHOBOM KHCIOTOH (IIPOMEXKYyTOU-
Hoe coenmHeHue 7) (442 wmr, 2,031 mmons), ucnonbsys EDCI-HCI (484 wr, 25,39 mmons), HOBt (228 wr,
1,692 mmois), DIPEA (1,3 1, 6,771 MMonb) B IM® (5 M), ¢ IOTydeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIUHEHUS
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(400 mr, 45%).

'H SIMP (JIMCO-ds, 400 MI'm): & 9,65 (c, 1H), 8,98-8,97 (z, 2H), 8,87 (c, 1H), 8,35-8,30 (ma, 1H),
7,117,09 (0, 1H), 3,96 (c, 3H), 3,75-3,73 (M, 4H), 3,59-3,58 (M, 4H), 3,10-3,00 (1, 4H), 1,82 (c, 4H), 1,20-1,10
(M, 2H).

KXMC 95,26%, m/z = 522,2

(M+1)". BDXX: 95,37%.

ITpumep 58.

2-(2-MetoxkcunupuauH-4-mi)-N-(2-MoponuHo-5-(unepuauH- 1 -w)TrHazono[4.5-b [mupuanH-6-
MIT)0Kca3on-4-kapOokcaMu

10 /
y,
o v XN

NH
O/_\N4<\Sﬁ /O
ARAS

Hcnone3ys Te jke camble YCIOBHS peakIiii, KOTOPBIe OMUCAHBI U CTaauu 6 mpumepa 1, 2-mop¢omuHo-5-
(munepuana-1-wn)Trazono[4.5-bmupunuH-6-aMuH (MPOIyKT co cTamuu 6 mpumepa 20) (70 mr, 0,22 MMOJIB)
MOJBEPTaN B3aMMOJICHCTBHIO C 2-(2-MEeTOKCHIIMPHINH-4-HIT)0KCca30i1-4-KapOOHOBOH KHCIOTOH (IIPOMEXyTOU-
Hoe coeamnenmne 11) (53 wmr, 0,242 mmons), ucnonsdys EDCI-HCI (63 wr, 0,33 mmons), HOBt (45 wr,
0,33 mmoms), DIPEA (85 wmr, 0,66 Mmmoinb) B IM® (5 Mi1), ¢ TOTyYeHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHCHUS
(25 mr, 21%).

'H SIMP (CD;OD, 300 MT'n): & 8,99 (c, 1H), 8,59 (c, 1H), 8,35-8,30 (n, 1H), 7,60-7,52 (u, 1H), 7,42 (c,
1H), 3,99 (c, 3H), 3,84-3,81 (1, 4H), 3,67-3,64 (T, 4H), 3,11-3,08 (T, 4H), 1,90-1,85 (M, 4H), 1,80-1,70 (m, 2H).

KXMC 88,28%, m/z = 522,2 (M+1)". BOXKX: 91,56%.

ITpumep 59.

(S)-N-(5-(3-®Proprunepuans-1-nn)-2-mopdonmuoTrazono[4.5-b Jnupunua-6-mm)-2-(2-meTHANUpuANH-4-

MIT)0Kca3o-4-kapOokcaMu
o)
| p—¢
OYEN _N
o N |
s _<N N

F

Cramus 1. [Tomyaenne (S)-1-(2-MopoauHO-6-HUTPOTHA30II0[4.5-b |MUPUANH-S5-1T) TUTTEPUANH-3-0J1a.

Hcmone3ys Te e camble yCIOBHUS PEaKIMK, KOTOPhIE ONMUCaHbI I cTanuu 2 mpumepa 43, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)Mopdonud (mpoaykT co craguu 4 mpumepa 20) (250 mr, 1,50 Mmoitp) moa-
BEprajy peaklnuy 3aMelleHus], Ncrob3ys (S)-munepuaua-3oi ruapoxaopun (137 mr, 0,9976 MMoITb), HCITOJTB-
3ys kapOonat Hatpus (265 mr, 2,4940 mMonb) B JIM® (2 M), npu Temnepatype 140°C B Tedenue 4 4, morydas
yKa3aHHOE B 3arojioBke coenuHenue (190 mr, 62,70%).

KXMC m/z = 366,1 (M+1)".

Craaus 2. Iomyuenue (S)-4-(5-(3-¢Toprmunepuaun-1-ni)-6-aurpoTHazono[4.5-b Jnupuann-2-
win)Mop¢oinHa.

K  oxmaxpennomy  (-78°C)  pactBopy  (S)-1-(2-mopdonuno-6-HHTpOTHA3010[4.5-b|MMpHAMH-5-
win)nunepuau-3-ona (190 mr, 0,5205 mmons) B DCM (5 min) go6asmsuiin DAST (0,17 mo1, 1,3013 mmons). [o-
cie mepeMenmuBanus npu temreparype -78°C B Tedenne 30 MUH peakIMIO TacwHiIu JieAssHoW BomHOM. CoennHe-
HUe dKcTparupoBany DCM u o4yHInamy ¢ MOMOIIbI0 KOJOHOYHOH Xpomarorpaduu Ha cwinukarene 60-120, nc-
nonb3ys 2%-ub1ii MmetaHod B DCM B KadecTBe 2IIIOCHTa, MOJTydasl yKa3aHHOE B 3arosoBke coequaenue (100 mr,
52,35%).

KXMC m/z = 368,1 (M+1)".

Cranus 3. [omyuenne (S)-5-(3-¢proprnunepuaun-1-nm)-2-mopdonnuornazoinol4.5-b nupunnH-6-aMuHa.

Hcnonp3yst Te ke camble yCIOBHSI PEaklMH, KOTOpble OIHMCaHbl st cramuu 5 npumepa 1, (S)-4-(5-(3-
¢droprunepuanH-1-m)-6-HurpoTHazono[4.5-bmupunun-2-wr)mopdonua (100 mr, 0,2724 MMoInp) BOCCcTaHaB-
JMBAJIM C TIOMOIIBIO mopomika ruHKa (143 mr, 2,1798 mmouns) u xnopuga ammonus (233 wr, 4,3596 mMons) B
cmecu TT'd/meranon/H,O (10 mi/2 mo/1 mi), uto maBano ceipoid mpoaykt (100 mr).

KXMC m/z =338,1 (M+1)".

Cramus 4. [Momyuenne (S)-N-(5-(3-dpTopnunepuaus-1-wmn)-2-mopdommHoTrazomno[4.5-b|mupuanH-6-mm)-2-
(2-meTmmupuanH-4-11)0Kca3on-4-kapOokcaMuaa.

Hcnonp3yss Te ’xe camble YCIOBHA peEakIUH, KOTOpHIE OMHCAaHBI s cTaguud O mnpumepa |1,
(S)-5-(3-propnunepuann-1-un)-2-mopponmHoTHazo0[4.5-bmupuaua-6-amua (100 mr, 0,2724 MMonb) mon-
BEpraj  B3aUMOJCHCTBUIO ¢  2-(2-MeTHINMUPUINH-4-UT)0KCca301-4-kapOoHOBOM  kucimoToir (84  wr,
0,4087 mmous), ucrons3yst EDCI-HCI (79 wmr, 0,4087 mmons), HOBt (56 mr, 0,4087 mmoins), DIPEA (0,19 mu,
1,0899 mmons) B JIM® (2 M), ¢ MOTy4eHHEM CHIPOTO MPOoayKTa. [loaydeHHBIH ChIPOit IPOAYKT OYHINAIH C TIO-
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Mombto iper. BOXKX, nonyuas ykaszanHoe B 3aroyioBke coeanHenue (26 mr, 18,30%).

'H SIMP (CDCls, 400 MT'): & 9,94 (c, 1H), 9,09 (c, 1H), 8,69-8,68 (u, 1H), 8,39 (c, 1H), 7,87 (¢, 1H),
7,76-7,75 (n, 1H), 5,04-4,92 (m, 1H), 3,84-3,82 (1, 4H), 3,71-3,68 (T, 4H), 3,45-3,36 (M, 2H), 3,15-3,02 (M, 2H),
2,67 (c, 3H), 2,26-1,83 (M, 4H).

KXMC 97,00%, m/z = 524,1 (M+1)". BDXKX: 95,24%.

ITpumep 60.

2-(6-Metunmupuana-3-ui)-N-(2-mopponunao-5-(umnepuans- 1 -um) trazomno[4.5-b | mupuauH-6-11)0Kca30JI-
4-xapOokcamMu

Hcnonp3ys Te xe camble yCIOBHUSI PEaKLUK, KOTOPBIE OMMCAaHbl it cTaauu 6 mpumMepa 1, 2-mopdomanHo-5-
(munepuauH-1-un)rrazono[4.5-blmmpuann-6-amun (npoaykt co cramuu 6 mpumepa 20) (70 wmr, 0,22 MMoib)
MOBEPTAIN B3aUMOAEHCTBHUIO C 2-(2-MeTHINMUPUANH-5-NIT)0KCca301-4-KapOOHOBOH KHCIOTOH (IIPOMEXYTOYHOE
coenunenue 13) (54 mr, 0,264 mmons), ucnons3yst EDCI-HCI (63 mr, 0,33 mmons), HOBt (40 mr, 0,33 MMoib),
DIPEA (85 wmr, 0,66 Mmmoib) B JIM® (5 mi), ¢ monydeHHEeM yKa3aHHOTO B 3arojioBke coeqauneHus (30 mr, 26%).

'H SIMP (CD;0D, 400 MI'n): 8 9,36 (c, 1H), 9,08-9,05 (u1, 1H), 8,85 (c, 1H), 8,70 (c, 1H), 8,15-8,13 (x,
1H), 3,85-3,83 (1, 8H), 3,50-3,48 (m, 4H), 2,88 (c, 3H), 1,85 (c, 4H), 1,80-1,70 (m, 2H).

JKXMC 98,51%, m/z = 506,2 (M+1)". BDXKX: 94,43%.

ITpumep 61.

2-(3-Metnnmupunun-4-mi)-N-(2-MopdonnHo-5-(nunepuans- 1 -uin) tnaszono[4.5-b | nupuauH-6-1ia)okcason-
4-xapOokcamMu

Q
o M Y

N —_
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Hcnonp3ys Te jxe caMble YCIOBUS PEaKIiu, KOTOPBIC OMUCAHBI I CTaauu 6 mpumepa 1, 2-mophoIuHo-5-
(munepuau-1-un)rrazono[4.5-blmmpuann-6-amun (npoaykt co cramuu 6 mpumepa 20) (80 wmr, 0,25 Mmoib)
TOJIBEPTalId B3aUMOJCUCTBHIO C 2-(3-METHIMUPUANH-4-1T)0KCa301-4-KapOOHOBON KHUCIOTOH (MMPOMEKYTOTHOE
coemquneHue 12) (61 mr, 0,3 mmons), ucnonszys EDCI-HCI (72 wmr, 0,376 mmons), HOBt (36 mr, 0,263 MMoIb),
DIPEA (97 wmr, 0,75 mmonp) B JIM® (3,4 M), ¢ omydeHHEM yKa3aHHOTO B 3arojlOBKe coeawHeHus (29 wr,
23%).

'H AMP (JIMCO-dg, 400 MI'n): & 9,70 (c, 1H), 9,09 (c, 1H), 8,99 (c, 1H), 8,71 (c, 1H), 8,65-8,64 (1, 1H),
7,92-791 (m, 1H), 3,73-3,72 (M, 4H), 3,65-3,55 (M, 4H), 2,96-2,95 (M, 4H), 2,78 (c, 3H), 1,76 (c, 4H), 1,59 (c,
2H).

KXMC 99,47%, m/z = 506,2 (M+1)". BDXKX: 98,79%.

ITpumep 62.

(S)-6-(3-AmunonMppoIHInH- 1 -11)-N-(2-MophomrHO-5-(Tunepunus- 1 -mn)tuazono[4.5-b jmupuauH-6-
WT)TUKOJTHHAMUJT

N

=

|
0. X
Y(N\/LNOﬂNHZ
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Cramus 1. Tlomyuenme  6-6pom-N-(2-mopdonmHo-5-(TunepuauH- 1 -mwi)Trazono[4.5-bmupunnH-6-
WT)TUKOJTMHAMU/IA.

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIu, KOTOPBIC OMUCAHBI I CTaauu 6 mpuMmepa 1, 2-MmophoIuHo-5-
(tuniepunuH- 1 -wn)Traszono[4.5-bnupuanH-6-amMuH (poaykT co craguu 6 npumepa 20) (35 mr, 0,994 Mmorb)
TOJIBEPTalid B3aMMOJCHCTBHIO ¢ 6-OpoMmukomHOBOM kuciotoi (301 mr, 1,49 mmons), ucrons3ys EDCI-HCI
(285 wmr, 1,49 mmomns), HOBt (141 wmr, 1,04 mmons), DIPEA (384 mr, 2,98 mMons) B IM® (10 M), ¢ momyyeHu-
€M CBHIpOro MpoayKTa. [1oMydeHHBIH CHIPO MPOAYKT OYHMINAIHM C MOMOINBI0 KOJOHOYHOW Xpomarorpaduu Ha
cunukaresne 60-120, ucnons3ys 1%-ub1it MetaHon B DCM B kauecTBe 2J110€HTa, NI0JIy4asi yKa3aHHOE B 3ar0JIOBKE
coemquaeHue (220 mr, 40%).

KXMC m/z = 503,0 (M)".

Cramuss 2. Tlomyuenme  Tper-Oytin  (S)-(1-(6-((2-MopdomuHo-5-(Tunepuaun- 1 -mi)Trazono[4.5-
b JnupuarH-6-1i1)KapOaMOWIT) TUPUTUH-2 -WIT) TUPPOTUANH-3 -1 )Kapbamara.
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Hcnonp3ys Te jxe camble YCIOBHS peaklny, KOTOpPbIE ONMUCAHBI Ul cTaanu 2 npumepa 43, 6-6pom-N-(2-
MopdosmHO-5-(TunepuuH- 1 -un)trazono[4.5-b JmupuanH-6-nn)nukonuaamun (70 mr, 0,139 MMonb) monsepra-
U peakIuy 3aMenieHnsi ¢ TpeT-0yTm (S)-mupponuans-3-uiakapdbamarom (39 mr, 0,209 MMOJb), HCIIONB3YS
kapOoHat Hatpus (59 wmr, 0,556 mmons) B JIM® (3 mn), mpu temmieparype 140°C B Teuenue 4 9, moiydasi yka-
3aHHOE B 3arosioBke coeannenue (40 mr, 46,5%).

Cramqus 3. [Monyuenne (S)-6-(3-amuaOTIMPpOTUAKH- | -1 )-N-(2-MopdomHO-5-(TUepuanH- 1 -
nin)trasono[4.5-b JnupuauH-6'"-1i1) TUKOJIMHAMUAA.

Hcmonb3ys Te ke camble YCIIOBHUS peaKliy, KOTOPhIE OIMMCAHBI IS cTaauu 8 mpumMepa 1, Tper-0yTui (S)-
(1-(6-((2-mopdonmHO-5-(TunepuauH- 1 -mr)Trazono[4.5-b JnupuanH-6-m)kapOaMouT ) TUPUANH-2 -
WI)IMppONUAnH-3-min)kapoamar (65 mr, 9,3655) moasepranu yaajdeHHIO 3allUTHBIX TPYMI, UCToib3ys TOY
(2 mir) u DCM (8 mu1), 94TO JaBajio yKa3aHHOE B 3aroJIOBKe coeauHeHue (45 mr, 83,3%).

'H SIMP (CDCls, 400 MI'n): & 10,58 (c, 1H), 9,11 (c, 1H), 7,65-7,55 (m, 2H), 6,57-6,55 (1, 1H), 3,87-3,77
(M, 6H), 3,68- 3,3,63 (M, SH), 3,38-3,37 (M, 1H), 3,10-3,07 (1, 4H), 2,28-2,25 (m, 1H), 1,90-1,87 (m, 1H), 1,77
(c, 4H), 1,57-1,55 (M, 3H).

KXMC 100%, m/z = 509,1 (M+1)". BDXKX: 95,95%.

ITpumep 63.

(S)-6-(3-T'mapoxcunupponuaua- 1 -uin)-N-(2-mopdonuno-5 -(numepuaun- 1 -uin)trazono[4.5-b mupuaua-6-

W) TAKOJTMHAMH T
g
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Hcnonp3ys Te jxe camble YCIOBHS peaklny, KOTOpbIE ONMUCAHBI JUId cTaanu 2 npumepa 43, 6-6pom-N-(2-
MOP (G OITUHO-5-(TTUIepUINH- | -1i1) THa30710[ 4. 5-b [Mupu AMH-6-UI)TUKOTHHAMEI ~ (MPOAYKT cO  cragmd 1
npumepa 63) (70 mr, 0,139 mmonb) moaBepranM peakuuu 3amenieHust ¢ (S)-mupponunus-3-onom (19 wr,
0,208 mMMmoutp), uconb3ys kapoonat Hatpus (59 mr, 0,556 mmons) B JIM® (3 mi), mpu temmneparype 140°C B
TedyeHue 12 9, modydas yKasaHHOE B 3arojioBke coeauneHue (50 mr, 71,4%).

'H SIMP (IMCO-dg, 400 MI'n): & 10,45 (c, 1H), 9,05 (c, 1H), 7,74-7,70 (t, 1H), 7,38-7,37 (1, 1H), 6,75-
6,74 (m, 1H), 5,06-5,05 (m, 1H), 4,44 (c, 1H), 3,75-3,72 (m, 4H), 3,64-3,56 (M, 7H), 2,94-2,93 (n, 4H), 2,09-2,07
(M, 1H), 1,98-1,95 (M, 1H), 1,72 (c, 4H), 1,57 (c, 2H).

KXMC 94,83%, m/z = 510,2 (M+1)". BDXKX: 95,34%.

ITpumep 64.

(S)-6-(3-Amunonmmpponuaus- 1 -un)-N-(2,5-qu(munepunus- 1 -mn)tnazono[4.5-b jmupuauH-6-
WUT)TUKOJTHHAMUJT

4
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N NOS—)NHZ
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Cramus 1. [Tomrygenne 6-6pom-N-(2,5-nmu(rmunepuaus- 1 -mm)trHazono[4.5-b [ mupuanH-6-11) MMKOTHHAMHAIA.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOPHIC OIUCAHBI i cragud 6 mpuMmepa 1,
2,5-mu(nunepuauH- 1 -mn)trazono[4.5-b jnupunun-6-amun  (mpoaykt co craauu 4 mpumepa 22) (300 wr,
0,946 MMOJIB) TIOJIBEpPTai B3aUMOICHCTBHIO C 6-OpOMITUKOIMHOBOM KucaoTon (286 mr, 1,419 MMoIIh), HCTIONb-
3ys EDCI-HCI (270 mr, 1,419 mmons), HOBt (191 mr, 1,419 mmons), DIPEA (370 wmr, 2,838 mMonb) B IM®
(5 M), c nomyyeHneM yka3aHHOTO B 3aroyioBke coenuuenus (350 mr, 73,83%).

'H SIMP (CDCls, 300 MT'): & 10,7 (c, 1H), 9,06 (c, 1H), 8,24-8,21 (u, 1H), 7,80-7,75 (r, 1H), 7,67-7,64
(m, 1H), 3,65 (c, 4H), 3,12-3,08 (T, 4H), 1,95-1,85 (M, 4H), 1,69 (c, 8H).

KXMC m/z =503,1 (M+2)".

Cramust 2. Ilomywyenme Ttpet-Oytmn  (S)-(1-(6-((2,5-mu(nunepunun-1-um)truasono[4.5-bnupuaun-6-
WIT)KapOaMOWI ) TUPUANH-2-HJ1 ) TUPPOTUINH-3 -1 )KapOamarTa.

Hcrmonb3ys Te e caMble YCJIOBHUS PEaKIIUH, KOTOPBIE OMMCAHBI IS cTafauu 2 mpumepa 43, 6-6poM-N-(2,5-
nmu(tunepuanH- 1 -un)trazomno[4.5-b|mupuauH-6-wn)nukommaamMug (100 mr, 0,2 MMOIIB) MOABEPraid peaKIHH
3aMelIeHus ¢ TpeT-0ytui (S)-mupposmanH-3-unkapoamarom (56 mr, 0,3 MMOJIbB), UCTIONB3Ys KapOOHAT HATPHUS
(64 mr, 0,6 mmons) B JIM® (2 mun), mpu Temmepatype 100°C B Tedenune 4 4, monydasl yka3aHHOE B 3aroJIOBKE
coexmaenue (120 mr, 100%).

KXMC m/z = 607,3 (M+1)".

Cragus 3. Tlomyuenwme (S)-6-(3-amuHOMHppOMUANH-1-11)-N-(2,5-mu(munepuand- 1 -mwn)trazono[4.5-
b |nupuIH-6-1T) TUKOTIHAMU/I.
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Hcnonp3yst Te ke camble YCIIOBHUS PEaKLMM, KOTOPbIE OIMCaHBI JUId cTaauu § mpumepa 1, Tper-Oyrmin
(S)-(1-(6-((2,5-mu(munepuann- 1 -m)THazono[4.5-b | mupuIuH-6-11)KapOaMOWIT ) TUPH IMH-2 -FIJT) TP POJTU T H-3 -
nn)kap6amat (120 mr, 0,197 MMoIB) TOABEpTaNIA YAAJIEHUIO 3AIMUTHBIX TpynH, UCoib3ys TOY (1 M) u DCM
(1 M), ¢ moydeHneM ChIpOTO TpoAyKTa. IlomydeHHBIH ChIpOH MPOAYKT OYMINAIH C ITOMOIIbI0 mpen. BOXKX,
TOJTy4ast yKa3aHHOE B 3arojIOBKe coequHeHue (65 mr, 65%).

'H SIMP (CDCls, 300 MI'm): 8 10,53 (c, 1H), 9,05 (¢, 1H), 7,65-7,54 (M, 2H), 6,55-6,53 (n, 1H), 3,84-3,73
(M, 3H), 3,64 (c, 6H), 3,50-3,35 (m, 1H), 3,08-3,04 (1, 4H), 2,31-2,25 (M, 1H), 2,10-1,85 (m, 1H), 1,80-1,60 (M,
11H).

KXMC 92,92%, m/z = 507,2 (M+1)". BDXKX: 96,92%.

ITpumep 65.

(S)-N-(2,5-An(nmnepuau- 1 -wa)trazonol4.5-b JnupuanH-6-ni)-6-(3-ruapoKCUITUPPOTHIUH- 1 -

I/IJ'I)HI/IKOJ'II/IHaMI/IZl
“
o) >
g - NH
O
N N [\O

Hcmonb3ys Te ke camble YCIOBHUS PEAKIIU, KOTOPBIE OMMCAHBI IS cTafauu 2 mpumepa 43, 6-6poM-N-(2,5-
Jmu(tunepuanH- 1 -uim)trazono[4.5-b|mupuauH-6-wn)nukonHaMu, (IPOAYKT co craauu 1 mpumepa 65) (70 wmr,
0,14 MMoub) moaBepraiy peakiuu 3amerneHus ¢ (S)-nupponuauH-3-onoM (20 mr, 0,209 MMoIB), HCHIONB3YS
kapOoHat Hatpus (45 mr, 0,42 mMoins) B IM® (2 M), npu temniepatype 100°C B Teuenue 4 4, momydas yka-
3aHHOE B 3aroyioBke coeanHeHue (60 mr, 84,5%).

'H SIMP (CDCls, 400 MT'): & 10,57 (¢, 1H), 9,06 (c, 1H), 7,66-7,62 (t, 1H), 7,59-7,57 (n, 1H), 6,58-6,56
(n, 1H), 4,68 (c, 1H), 3,79-3,74 (m, 4H), 3,65 (c, 4H), 3,09-3,07 (M, 4H), 2,24-2,12 (m, 2H), 1,77-1,76 (M, 4H),
1,69 (c, 6H), 1,61-1,56 (m, 3H).

KXMC 99,49%, m/z = 508,2 (M+1)". BDXKX: 99,62%.

ITpumep 66.

(S)-2-(3-AmuHOTIMppOTUANH- | -71T)-N-(2-Mop ponamHO-5 -(TunepuauH- 1 -r)THazono[4.5-b [mupunnH-6-

MIT)0KCca3o-4-kapOokcaMu
] (S)NH,
OYE N»*NQ)‘

N ATS T
O~
_/ N N/ N(j

Cramuss 1. Tlomywenme  tper-Oytun  (S)-(1-(4-((2-mopdonuHo-5-(unepuans-1-mm)rnazomno[4.5-
b]mupuuH-6-11)KapOaMomIT) OKCa30J1-2 -1 ) TUPPOIUINH-3 -1 )KapOaMaTa.

Hcnonp3yst Te e camble yCIOBUsI PEakLiK, KOTOpPBIE OIMCAaHbI IS cTaauy 6 npumMepa 1, 2-Mop¢oianHo-5-
(munepuaua-1-wn)Trazono[4.5-bmupunuH-6-amMmuH (TpoaykT co ctanuu 6 mpumepa 20) (100 mr, 0,3134 Mmoub)
nmoaBepranu  B3aumojaenctBuio ¢ (S)-2-(3-((TpeT-OyTOoKCHKapOOHIIT)aMHUHO ) TUPPOTUANH- | -FIT)OKCca3051-4-
KapOOHOBOH KHCIOTOH (mpomexyrounoe coeamnenue 14) (140 mr, 0,4702 mmons), ncnons3dys EDCI-HCI
(91 wmr, 0,4702 mmois), HOBt (64 mr, 0,4702 mmons), DIPEA (0,218 v, 1,2539 MmMons) B IM® (2 M), ¢ o-
JIy4eHHEM ChIpOro mpoaykra. [lomydeHHBIH ChIpOM MPOAYKT OYMILAIM C MOMOIIBIO KOJIOHOYHOM XpomaTorpa-
¢un Ha cummkarene 60-120, uconb3ys 1%-ue1it Metanon B DCM B kadecTBe 3JIOCHTA, IMOJTydasi yKa3aHHOE B
3aronoBke coeguaenue (170 mr, 90,9%).

KXMC m/z = 599,3 (M+1)". BOXKX: 88,43%.

Craaus 2. Iomyuenue (S)-2-(3-amunonmppoauauH- 1 -11)-N-(2-MopdonmHo-5-(nunepunun-1-
W) THa30510[4.5-bnmupunuH-6-1n)okcaszon-4-kapOokcamMuia.

Hcnonp3yst Te ke camble YCIIOBHS PEaKLUM, KOTOPbIE OIMCaHBI JUIl cTaauu § mpumepa 1, Tper-OyTmi
(S)-(1-(4-((2-mopdonmHO-5-(nHunepuanH- 1 -ui) Tnazono[4.5-b | mupuun-6-11)kapOaMomIT) OKCa30I-2-
wn)nupponuanH-3-min)kapoamar (170 mr, 0,2839 Mmons) noaBeprany yIaJeHUIO 3alIUTHBIX TPYII, UCIIOJIb3YS
TOY (5 ma) u DCM (5 min), 9To 1aBano ykazaHHOE B 3arojioBke coenuHenune (69 mr, 48,93%).

'H SIMP (CDCls, 400 MT'n): & 9,07 (c, 1H), 9,06 (c, 1H), 7,82 (c, 1H), 3,82-3,68 (M, 11H), 3,30-3,28 (M,
1H), 3,15-3,03 (M, 4H), 2,30-2,20 (M, 1H), 1,90-1,80 (m, 5SH), 1,62-1,55 (M, 3H).

KXMC 98,35%, m/z = 499,2 (M+1)". BDXKX: 97,34%.

IIpumep 67.

(S)-N-(5-(3-AmunonupponuauH- 1 -mi)-2-mophonmumHOTHA3010[ 4. 5-b [IHpuIUH-6-11)-2-(2-ME THITTHP U AV H-
4-mm)okca3o-4-kapOoKcaMmuI
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Cramqus 1.  Tlomyuenme  Ttper-Oytmnm  (S)-(1-(2-mopdonmHo-6-HHTpOTHA3050[4.5-b|MUpHINH-5-
W) PP OJTAINH-3-1IT)KapOamara.

Hcrmonb3ys Te e camble yCIOBHUS PEaKIMK, KOTOPhIE ONMMcaHbl Iy cTanauu 1 mpumepa 38, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)Mopdonud (mpoaykT co ctaauu 4 nmpumepa 20) (150 mr, 0,5 MMob) moa-
BEprajiil peakluy 3aMelieHus ¢ TpeT-0yTui (S)-mupponuanH-3-uikapbamatom (93 mr, 0,5 MMOIB), UCTIONB3YS
kapOoHat kamus (207 mr, 1,5 mmonb) u JIM® (5 mit), ¢ moxydeHreM ChIporo mpoaykra. [TodmydeHHbIi chipoit
MPOJIYKT OYMIAJIH C IIOMOIIBIO KOJOHOYHOH Xpomarorpaduu Ha cuinmkarene 60-120, ncrons3ys 1%-Hblid MeTa-
Hoit B DCM B KadecTBe 2III0CHTa, TOJTy4ast yKa3aHHOE B 3aroyioBke coenunenue (195 mr, 87%).

KXMC m/z=451,3 (M+1)".

Cramuss 2. Ilomyuenme  tper-Oytmn  (S)-(1-(6-amuHO-2-mMopdonuHoTHa300[4.5-b|nupuaun-5-
WJT)TUPPOJINANH-3-1T)Kapbamara.

Hcnonp3ys Te jkxe caMble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBI Uil CTaguu 2 mnpumepa 38,
tpeT-0yTun (S)-(1-(2-mopdommuo-6-autTpoTrasono[4.5-bnupuaun-5-mwn)nupponuaus-3-wn)kapbamar (194 wmr,
0,431 MMOJIb) BOCCTaHABIIMBAIM C TOMOINBIO TOpoIka IuHKa (224 wmr, 3,448 MMOIIb) M XJIOpUAa aMMOHHS
(366 wmr, 6,8977 mmoinb) B cMecu TT'®/meranon/H,O (10 mur/2 M/l mi), 9To AaBajio ykazaHHOE B 3aroJIOBKE
coequaenue (171 mr, 94%).

KXMC m/z = 421,2 (M+1)".

Cragus 3. Iomywyenme tper-Oytun (S)-(1-(6-(2-(2-meTmnmupuauH-4-mr)okcas3on-4-kapOookcamMuo)-2-
MOpQOIMHOTHA3010[4.5-b | MUpHIMH-5-1T) TUPPOIHINH-3 -1 )KapbaMaTa.

Hcnonp3yss Te »ke caMble YCIOBUSL pEaklHH, KOTOpbIE OMNHMCaHbl s cragud 6 mpumepa |,
tper-0ytHa (S)-(1-(6-amuHO-2-MopdonmmHoTHA3050[4.5-b MupunuH-5-1wn)nupponuant-3-un)kapbamar (83 wr,
0,4047 mMMoOINB) MOIBEpraid B3aMMOJCHCTBHUIO C 2-(2-MCTHINMHPUINH-4-HI)0KCa30J-4-KapOOHOBOH KHCIOTON
(170 mr, 0,4047 mmoinb), uctionsdyss EDCI-HCI (117 wmr, 0,6155 mmouns), HOBt (58 mr, 0,4293 mmomns), DIPEA
(209 wr, 1,624 mmonp) B JIM® (5 mi), 4To maBaiio ykazaHHOE B 3arojioBke coequnenue (162 mr, 66%).

KXMC m/z = 607,2 (M+1)". BDXKX: 95,47%.

Cramuss 4. Ilomyuenue (S)-N-(5-(3-amuHONTUppOIMANH-1-111)-2-MophonmHoTHa30m0[4.5-b|mupuauH-6-
11)-2-(2-MeTUIIHPUANH-4-1JT ) OKca30J1-4-kapObokcaMuaa.

Hcnone3ys Te e caMble yCIOBHS PEaKIUH, KOTOPHIC OMHMCAaHBI AN CTagud 8 mpumepa 1, Tper-OyTui
(S)-(1-(6-(2-(2-meTnnmupuarH-4-1i)0Kca3on-4-kapbokcaMuo)-2-MophonrmHOTHA30I0[4.5-b [IpuanH-5-
wn)nuppomauH-3-mi)kapoamar (161 mr, 0,2656 MMOJTB) MOABEPTAINd YIATCHHUIO 3AIIUTHBIX TPYIII, UCTIONB3YS
pactBop HCI B MmeTanomne (5 Mit), 4TO ABaJO YKa3aHHOE B 3ar0JIOBKe coeanHeHue (83 mr, 62%).

'H SIMP (CDCls, 300 MTI'): & 8,97 (c, 1H), 8,69-8,68 (1, 1H), 8,53 (c, 1H), 8,40 (c, 1H), 7,79 (c, 1H),
7,73-7,71 (0, 1H), 3,84-3,80 (T, 4H), 3,72-3,68 (M, 8H), 3,63-3,54 (m, 2H), 3,33-3,26 (m, 1H), 2,67 (c, 3H), 2,28-
2,24 (m, 1H), 1,82-1,78 (M, 1H).

KXMC 100%, m/z = 507,1 (M+1)". BDXKX: 97,85%.

ITpumep 68.

(S)-2-(3-AmunonmppoinauH- 1 -n)-N-(S-ruknonponui-2-mopdoarHoTHazoo[ 4. 5-b jmupuanH-6-

MIT)0Kcaszon-4-kapOokcamMu
e (S} NH,
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Cranus 1. [Tonyuenne 4-(5-nuknonpomnui-6-HuTpoTrasono[4.5-bmupuans-2-mr)mopdonuHa.

Hcnonp3yst Te e camble YCIIOBHSI PEaKIMM, KOTOpPBIE OMUCAHBI /I cTaguu 7 mpumepa 1, 4-(5-xiop-6-
HUTPOTHA30J10[4.5-b]mupunun-2-un)Mopdonud (mpoaykt co craauu 4 mpumepa 20) (500 mr, 1,666 MMob)
MTOJIBEPTalii B3aUMOJCHCTBHIO C ITUKJIONPONTMIOOpOHOBOH KHCcI0TOM (286 Mr, 3,333 MMoIs), Hermonib3ys Gocdar
kamust (882 wmr, 4,165 mmons) m Pd(OAc), (57 wmr, 0,254 mmonb) u Tpunukiorekcuidochun (70 wr,
0,254 Mmmoip) B cMecH Tomyor:Boaa (10/1 mur), 9To maBaio ceipoit mpoayKT. [1orydeHHbIH ChIpOH POTYKT OUH-
maJd ¢ MOMOIIBI0 KOJOHOYHOH Xpomarorpaduu Ha cuiukaresne 60-120, wcrmonb3ys B KadecTBE JIIFOCHTA
30%-HbI# STHIAIETAaT B TEKCaHe, TOJIydasi yKa3aHHOE B 3aroitoBke coeannerue (400 mr, 80%).

KXMC m/z =306,9 (M+1)".

Cranus 2. [omyuenne S-nuxironponui-2-MopdoarnHoTruazono[4.5-bnupuaun-6-amuna.

Hcnonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE OMNHMCaHbl sl cragud S5 mpumepa |,
4-(5-muxonponmwi-6-auTpotrasono[4.5-b jnupunun-2-mwi)mopdonun (400 mr, 1,307 MMOIIB) BOCCTaHABIUBAIH

-61 -



038748

¢ noMoiplo nopouka nuHka (680 mr, 10,457 mMmons) u xnopuna ammonus (1,13 r, 20,916 mmons) B TT'®
(10 mi1), uTO MABaNoO yKa3aHHOE B 3aroyioBke coeauuenue (350 mr, 100%).

KXMC m/z =277,1 (M+1)".

Cramus 3. Tlomydenue Ttper-Oytuin (S)-(1-(4-((5-muknonponmi-2-mopdonmuorrazono[4.5-b|mupuana-6-
MIT)KapOaMOMIT )OKCa30J1-2-1IT) TUPPOITUANH-3 -1 )KapOamara.

Hcnonp3ys Te jke camble YCIOBHS Peakiiiy, KOTOPHIE OMUCAHBI U CTaaAnHu 6 mpuMepa 1, S-IUKIonponiI-
2-mopdomuHoTrazono[4.5-b jrupuana-6-amua (100 mr, 0,362 MMONIB) TIOIBEpPradd B3aWMMOICHCTBHUIO C
(S)-2-(3-((TpeT-OyTOKCHMKapPOOHIIT)aMUHO )TUPPOIAIIH- | -FIT)oKCa3011-4-KapOOHOBOMH KHCIOTOH (TIPOMEXKYTOU-
Hoe coemuHenue 14) (129 wmr, 0,434 mmons), ucnons3yss EDCI-HCI (102 mr, 0,54 mmons), HOBt (73 wr,
0,54 mmoms), DIPEA (0,280 M, 2,16 mmonb) B IM® (5 mit), ¢ IoydeHHEM yKa3aHHOTO B 3ar0JIOBKE COEIMHE-
Hus (180 mr, 85,1%).

KXMC m/z = 556,2 (M+1)".

Cranus 4. INoxyuenue (S)-2-(3-amunonupponuaut-1-mn)-N-(5-unknonpomnui-2-mopdonuHoTrazoino[4.5-
b]mupunuH-6-11)0Kcazon-4-kapOooKcaMuia.

Hcnonp3yst Te e caMble YCIOBUS PEaKIUM, KOTOPHIC OMHCAHBI A cTaguu 8 mpumepa 1, Tper-OyTuit
(S)-(1-(4-((5-mmukmomnpornun-2-mopdomHoTHA3050([ 4. 5-b |[mupuanH-6-11)kap6amMoniT ) 0okca3o-2-
nn)nappomauH-3-mwi)kapoamar (180 mr, 0,324 MMOIb) TIOABEpTaIM yIAJCHHUIO 3alUTHBIX TPYII, UCTIOIB3YS
TOVY (1 mur) u DCM (0,5 mit), 9To naBajo chipoit mpoayKT. [ToydeHHBIH ChIpOi MPOAYKT OUHIIAIH C TOMOIIBIO
npen. BOXX, noxydas ykasanHoe B 3aronoBke coeaunenue (60 mr, 40,8%).

'H SIMP (CDCls, 300 MI'n): & 9,20 (c, 1H), 8,72 (c, 1H), 7,83 (c, 1H), 3,83-3,56 (M, 12H), 3,28-3,25 (M,
1H), 2,22-2,18 (M, 1H), 2,10-2,03 (m, 1H), 1,88-1,77 (M, 1H), 1,33-1,21 (m, 2H), 1,07-1,00 (M, 2H).

KXMC 98,66%, m/z = 456,2 (M+1)". BDXKX: 95,53%.

ITpumep 69.

N-(5-Iuknonpomnun-2-MopQonuHoTHa30110[ 4. 5-b [IupUaHH-6-11)-2-(2-Me TP U AUH-4 -1 ) OKCa30J1-4-
KapOoOKcaMu

O —
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Hcnonp3ys Te ke caMmble YCIOBHUS peakiiy, KOTOPbIE OMUCAHBI Ul cTaaAuu 6 mpuMepa 1, S-IuKIonponui-
2-mopdonuHoTHA30710[4.5-b | MupuIuH-6-aMuH (IPOXYKT co cramuu 2 npumMepa 69) (100 mr, 0,362 mmons) moa-
BEprajJy B3auMO/ICHCTBUIO ¢ 2-(2-MeTHINMUpHUANH-4-ni1)oKkcazon-4-kapooHoBoi kucnorto# (110 mr, 0,54 MMorb),
ucnons3yst EDCI-HCI (102 mr, 0,54 mmons), HOBt (73 mr, 0,54 mmois), DIPEA (280 mr, 2,16 mmoins) B JIM®
(5 M), c noTyyeHneM yKa3aHHOTO B 3aroJIoBKe coetuHeHust (45 mr, 26,94%).

'H SIMP (CDCl;, 400 MT'): 8 9,30 (c, 1H), 8,75-8,57 (m, 2H), 8,48 (c, 1H), 7,85 (¢, 1H), 7,75-7,72 (n,
1H), 3,90-3,80 (1, 4H), 3,78-3,70 (1, 4H), 2,75 (c, 3H), 2,25-2,15 (M, 1H), 1,35-1,25 (M, 2H), 1,15-1,05 (M, 2H).

KXMC 98,37%, m/z = 463,1 (M+1)". BDXKX: 97,74%.

ITpumep 70.

(S)-2-(3-T'mapoxcunupponuana- 1 -uin)-N-(2-mopdonuHo-5 -(umepuann- 1 -uin)trazono[4.5-b mupuaua-6-

MIT)0Kca3o-4-kapOokcaMus
o] 8),0H
OY[N/}‘NQ)

NH
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Hcnonp3yst Takue ke yCJIOBUS PEaKIiH, KOTOphIe ONHCaHbl B mpumepe 45, 2-MopdoauHo-5-(TinepuanH-
1-mm)trazono[4.5-bnupuaun-6-amun (npoaykT co craguu 6 npumepa 20) (90 mr, 0,281 MMob) HoABEpraIu
B3aumozeiictBuio ¢ (S)-2-(3-((TpeT-OyTHIIMMETHIICHIIH)OKCH ) TUPPOIUANH- | -1iT)0Kca301-4-KapOOHOBOH KH-
ciotoir (mpomexyrounoe coeaunenne 15) (105 wmr, 0,3375 wmwmons), ucnomszys EDCI-HClI (81 wr,
0,4218 mmons), HOBt (57 mr, 0,4218 mmoins), DIPEA (145 mr, 1,125 mmons) B IM® (2 mi), u 3aTteM moBep-
Tajy yAaJeHUIo 3allUTHBIX Tpymil, ucnons3ys pactBop HCI B meranosie (2 M), 4TO AaBaio yKa3zaHHOE B 3aro-
JoBKe coenuaenue (63 mr, 84%).

'H SIMP (CDCl;, 400 MI'm): & 9,75 (¢, 1H), 9,07 (c, 1H), 7,85 (c, 1H), 4,67 (ymup. c, 1H), 3,843,59 (M,
12H), 3,12-3,09 (T, 4H), 2,30-2,10 (M, 2H), 1,85 (c, 4H), 1,63-1,59 (M, 3H).

XKXMC 100%, m/z = 500,3 (M+1)". BDXKX: 97,36%.

ITpumep 71.

(S)-N-(5-(3-I'mapoxcurupponuauH- 1 -mi)-2-mophommHOTHA3010[ 4. 5-b [IupuanH-6-171)-2-(2-
METWIIITAPUIUH-4-11T)0KCca30J1-4-KapOokcaMu g
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Cranus 1. [Tonydenue (S)-1-(2-MophomuHO-6-HUTPOTHA30I0[4.5-b |MUPUIUH-5-1T) TUPPOTHIUH-3-011a.

Hcnone3ys Te ke caMble YCIOBHsI peakiUM, KOTOpble omucaHsl i cTaguu 1 npumepa 38, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupunun-2-un)MopdonuH (mpoaykr co craguu 4 npumepa 20) (150 mr, 0,5 Mmons) mox-
Beprainy peakuuu 3amenieHus ¢ (S)-nuppomuaua-3-omom (43 mr, 0,5 MMOIb), UCTIONB3YS KapOOHAT Kaius
(207 mr, 1,5 mmonp) 1 IM® (2 M), ¢ moTydeHreM yKa3aHHOTO B 3aroyioBke npoaykra (171 mr, 97%).

KXMC m/z = 352,1 (M+1)".

Cramus 2. [Tomyaenue (S)-1-(6-amuH0-2-MOpdonuHOTHA30710[4.5-b |MupuIuH-5 -1 TUppoTuANH-3-01a.

Hcrmonb3ys Te ke caMble YCIIOBUS PEaKIIuU, KOTOPBIE OMMCAHBI T cTaauu 2 nmpuMepa 38, (S)-1-(6-amuHO-
2-mMopdonmuHoTHA3010[4.5-b J[mupuanH-5-un)muppoauans-3-ox (167 mr, 0,475 MMOIb) BOCCTaHABIUBAIH C TIO-
MOIIBIO TTopoITKa IuHKa (247 mr, 3,806 MMonb) u xopuaa ammonus (403 mr, 7,6 mmons) B TT'® (10 M), uto
JTaBaJIo YKa3aHHOE B 3arojioBke coenunenue (147 mr, 96,7%).

KXMC m/z = 322,1 (M+1)".

Cranus 3. [omyuenue (S)-N-(5-(3-runpokcunupponuans-1-mn)-2-mopdonraornaszono[4.5-bnupuaun-6-
Wi)-2-(2-MeTHANUPUANH-4-1IT)0KCca301-4-KapOoKCaMu .

Hcmonb3ys Te ke caMmble YCIIOBUS PEaKIIi, KOTOPBIe ONMMCaHbI s ctaauu 6 mpumepa 1, (S)-1-(6-amuHO-
2-mMopdonuHoTHa3010[4.5-b J[mupuanH-5-un)muppoauans-3-ox (146 mr, 0,6074 MMOb) TIOABEPTaId B3aMMO-
NEUCTBUIO ¢ 2-(2-MeTWIMUpUANH-4-1i)0Kca30-4-kapboHoBor kucioToi (124 mr, 0,6074 MMOIB), HCIIOIB3YS
EDCI-HCI (175 wmr, 0,911 mmons), HOBt (82 mr, 0,6074 mmons), DIPEA (354 wr, 2,429 mMois) B IM® (5 M),
YTO JABAJIO CHIPOU MPOAYKT. [TomydeHHBIH CHIPOM MPOAYKT OUYHUIIIAIHN ¢ TIoMoIbio npern. BOXKX, momydas yka-
3aHHOE B 3arosioBke coeanHerne (30 mr, 10%).

'H SIMP (CDCls, 400 MTI'u): 8 9,17 (c, 1H), 8,71-8,70 (n, 1H), 8,67 (c, 1H), 8,43 (c, 1H), 7,83 (c, 1H),
7,76-7,75 (n, 1H), 4,60 (ymmup. ¢, 1H), 3,86-3,83 (1, 4H), 3,76-3,68 (M, 6H), 3,60-3,54 (M, 3H), 2,69 (c, 3H),
2,26-2,24 (m, 1H), 2,10-2,01 (m, 1H).

KXMC 100%, m/z = 508,4 (M+1)". BDXKX: 98,23%.

Ipumep 72.

(S)-N-(5-Lluknonponui-2-mopdoarHoTHazono[4.5-bnupuaun-6-ni)-6-(3-ruApoKCUNUPPOITUANH- 1 -
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Cramqus 1. [Momy4enue 6-6poM-N-(5-rKonponui-2-MmopdoanHoTHA30510[ 4. 5-b |mupuauH-6-

W) TAKOJTMHAMHA/IA.

Hcnonp3yss Takue ke YCIOBHS pEaKLIUH, KOTOpHIE OIMCaHbl B mpuMepe 45, S-mmkionponui-2-
MopdosmHOTHa30510[4.5-b|nmupuarH-6-aMuH (IPOAYKT co ctaauu 2 mpumepa 69) (220 mr, 0,797 mmons) mon-
BEprajy B3aMMOJICHCTBHIO ¢ 6-OpoMmukoanHOBOH kuciotod (193 wmr, 0,956 mmons), ucrnonb3ys EDCI-HCI
(228 mr, 1,19 mmomnb), HOBt (112 wmr, 0,836 mmouns), DIPEA (308 mr, 2,39 mmons) B IM® (10 M), yTo naBano
yKa3aHHOE B 3arojioBke coenuHenue (200 mr, 54,64%).

KXMC m/z = 460,0 (M+1)".

Cramus 2. Ilomywenme  (S)-N-(5-nmknonpomnwmi-2-mopgonuHoTtrasoino[4.5-bmpuana-6-mm)-6-(3-
TUAPOKCUTTUPPOTUANH- | -HIT) TUKOIMHAMHUIA.

Hcmonb3ys Te ke camble YCIOBHSI peakIlii, KOTOPhIE ONMCAHBI i cTaauu 2 npumepa 43, 6-6pom-N-(5-
UKIIOTIPOTTHII-2 -MophomMHOTHA30J10[4.5-b [mupuanH-6-mn)mukonuaamMu (100 mr, 0,217 MMoIlb) moaBepraiu
peakiuu 3amenieHus ¢ (S)-mupponuauH-3-omoM (40 mr, 0,325 MMoOIB), HCTIONB3Ys KapOoHAT Hatpus (92 wr,
0,868 mmons) B JIM® (2 M) nipu temriepatype 100°C B Tedenue 4 4, moyrydas yKa3aHHOE B 3ar0JIOBKE COENIHU-
Herne (55 mr, 54,45%).

'H SIMP (IMCO-dg, 400 MT'n): & 10,41 (c, 1H), 8,60 (c, 1H), 7,71-7,67 (r, 1H), 7,32-7,30 (z, 1H), 6,72-
6,70 (m, 1H), 5,00-4,99 (&, 1H), 4,40 (c, 1H), 3,73-3,70 (T, 4H), 3,58-3,51 (m, 7H), 2,19-2,16 (m, 1H), 2,18-2,00
(M, 2H), 0,98-0,96 (M, 4H).

KXMC 100%, m/z = 467,2 (M+1)". BDXKX: 95,50%.

ITpumep 73.

(S)-N-(5-Luknonponui-2-mopdonarHoTHazono[4.5-bnupuaun-6-mi)-2-(3-ruApoKCUNUPPOITUANH- 1 -
WIT)OKCa301-4-KapOoKcaMu,T
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Hcnonp3yss Takue k€ YCIOBHS pEaKLUUH, KOTOpHIE OIMCaHbl B mpuMepe 45, S-mmkionponui-2-
MopdosmHOTHa30510[4.5-b|mupuauH-6-aMuH (IpOAYKT co cTaauu 2 nmpumepa 69) (80 mr, 0,289 Mmois) monsep-
ramu B3auMoAeucTBHIO C (S)-2-(3-((TpeT-0yTHIANMETHIICHIINAI JOKCH ) TUPPOITUANH- | -FIT)0OKCca30J1-4-KapOOHOBOM
KACIOTON (mpoMmexxyTtouHoe coeamHeHue 15) (90 wmr, 0,289 wmmons), ucmons3zys EDCI-HCl (83 wr,
0,433 mmoup), HOBt (59 wmr, 0,433 mMous), DIPEA (149 wmr, 1,156 mmoins) B IM® (5 M), 1 3aTeM ToiBepraiu
YAAJIEHUIO 3allUTHBIX Tpyn, ucnoib3ys pactBop HCl B meranose (5 mur), 9To maBaio yka3aHHOE B 3ar0JIOBKE
coenuaenue (40 mr, 44,4%).

'H SIMP (CDCls, 300 MI'n): 8 9,19 (c, 1H), 8,71 (c, 1H), 7,84 (c, 1H), 4,65 (c, 1H), 3,83-3,74 (1, 4H),
3,71-3,60 (m, 9H), 2,10-2,08 (M, 3H), 1,21-1,19 (M, 2H), 1,06-1,02 (M, 2H).

KXMC 97,34%, m/z = 457,4 (M+1). BOXX: 95,05%.

ITpumep 74.

(S)-N-(5-Liuknonponuin-2-mopdonarHotraszono[4.5-bnupuaun-6-nin)-6-(1-(2-ruapoxcunpornun)-1 H-
MUPa30J1-4- 1) THKOTHHAMHU]T
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Cramqus 1. TTony4enne N-(5-mmkmonponmi-2-mopdonuaoTHa30510[4.5-b [mupuanH-6-11)-6-(1-

(terparunpo-2H-mmupan-2-un)- 1 H-nupazon-4-un) muKoaTnHaAMUAA.

Hcmonb3ys Te ke caMble YCIOBHS PEaKIMH, KOTOPBIE ONMMCAHBI IS cTanauu 7 mpumepa 1, 6-6pom-N-(5-
UKIIOTIPOTTHII-2 -MOPHOTMHOTHA30J10[4.5-b [mupuanH-6 -1 MuKoTHHAMAT (TIPOAYKT co cTaauu 1 mpumepa 73)
(100 mr, 0,217 MMounb) oBepraiy B3auMoeicTeuio ¢ 1-(rerparunpo-2H-nupan-2-nn)-4-(4,4,5,5-rerpamerui-
1,3,2-muokcaboponan-2-mn)-1H-mupazomom (79 wmr, 0,282 Mmoinb), ucmonb3ys kapOonart Hatpus (69 wr,
0,651 mmonb) u Pd(PPh;),Cl, (8 mr, 0,108 Mmoip) B cmecu 1,2-mumerokcudTan/Boaa (5/1 mir), 9To AaBajio ChI-
poii mpoaykT. ITosrydeHHBIH CBIPOI MPOIYKT OYMINAIN C TOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiimKarese
60-120, nucnone3ys B kadecTBe 3mroeHTa 30%-HbIN dTHIALETAaT B TeKCaHe, Mody4as yKa3aHHOE B 3aroJIOBKE CO-
enunenue (100 mr, 86,9%).

KXMC m/z = 531,7 (M+1)".

Cramus 2. [lonyuenue ruapoxiopuaa N-(5-mukionponui-2-mophonmmHoTrazono[4.5-b|mupuanH-6-mr)-6-
(1H-mmupazon-4-min)muKoJTHHAMHAA.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl I cTaguud § mpuMmepa 1,
N-(5-mukmonponmi-2-mopdoauHoTHA3010[ 4. 5-b [upuanH-6-nm)-6-( 1 -(teTparunpo-2H-nmupan-2-wm)-1H-
nupazodn-4-wi)nukonrHaMmuy (100 mr, 0,188 MMomb) oBepTany yaaaeHUIo 3allUTHRIX TPYII, UCTIONB3YS pac-
tBOp HCI B MeTanoze (8 Mi1), 4To naBajio ykazaHHOE B 3aronoBke coeanHenue (90 mr, 94,7%).

KXMC m/z = 447,7 (M+1)".

Cragus 3. Tlonmyuenue (S)-N-(5-mmrxnonponui-2-mMophomuHoTHa3010[4.5-b | nupunua-6-m)-6-(1-(2-
ruapokcunponun)- 1 H-nupazon-4-nin)nukonuHamuia.

Hcnonp3ys Te jxe camble YCIOBHS peakliu, KOTOPBIE ONMUCAHBI U CTaanuu 2 npumepa 43, THAPOXIOpUA
N-(5-muxnonponni-2-mopdonuHotraszono[4.5-bnupuaun-6-nn)-6-(1 H-nupazon-4-mn)mukonuaamuga (90 wmr,
0,201 mMmoib) moABeprayiv peaknuu 3aMmemeHus ¢ (S)-2-metunokcupanom (24 mr, 0,402 MMOIB), UCTIONB3YS
kap6onat Hatpwus (107 mr, 1,00 mmonb) B IM® (2 M), ipu Temmneparype 140°C B Teuenne 4 9 ¢ OTydeHUEM
ChIporo MpoaykTa. [TonmydeHHBIH ChIpOi MPOAYKT OYHINAIH ¢ momoIisio mpen. BOXKX, momydas ykazaHHoe B
3arojioBke coenuaenue (35 mr, 34,6%).

'H SIMP (JIMCO-dg, 400 MI'n): & 10,8 (c, 1H), 8,61 (c, 1H), 8,31-8,30 (1, 2H), 8,00-7,98 (M, 1H), 7,93-
7,89 (M, 2H), 5,02-5,01 (m, 1H), 4,05-4,02 (m, 3H), 3,75 (c, 4H), 3,61 (c, 4H) 2,33-2,23(m, 1H), 1,08-1,07 (m,
3H), 0,99-0,95 (m, 4H).

KXMC m/z = 505,7 (M+1)". BDXKX: 98,67%.

ITpumep 75.

(S)-N-(5-Liuxnonponun-2-mopdoarHotrazono[4.5-bnupuaun-6-nin)-2-(1-(2-ruapoxcunpornmn)-1 H-
npa3on-4-1i)okcaszoi-4-kapOokcamMug
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Cranus 1. [Tomyyenue ruapoxiopuna N-(S-nuxnonponmi-2-mopdonuaornaszono[4.5-bnupuaun-6-ni)-2-
(1H-nmpason-4-mm)okcazon-4-kapOokcamuia.

Hcrmonb3ys Takue e yCIOBUS PeaKInd, KOTOPhIE ONHCAaHBI B IpuMepe 45, 6-0poM-N-(S-1ukionponmi-2-
MOp(OTMHOTHA30II0[4.5-b | MUpUANH-6-WT)TUKOTUHAMH (TIPOAYKT co crtaamu | mpumepa 73) (100 wr,
0,362 MMoITh) TTOABEpTaNK B3anmoaeicTuio ¢ 2-(1-(terparunpo-2H-mupan-2-un)- 1 H-mupason-4-mn)okcazon-4-
KapOOHOBOH KMCIIOTOH (IIpoMexyTouHoe coenuaeHue 16) (95 mr, 0,362 mmons), ncnonszyst EDCI-HCI (103 wr,
0,543 mmoup), HOBt (73 wmr, 0,543 mMous), DIPEA (187 wmr, 1,448 mmons) B IM® (5 MiT), 11 3aTeM moiBepraiu
YAAJEHUIO 3aIIUTHBIX TPYII, UCTONB3ysl MeTano/pactBop HCI B meTanone (1/5 mur), 9To maBano ykazaHHOE B
3arojyioBke coequaenue (145 mr, 85,1%).

KXMC m/z = 437,7 (M+1)".

Cragus 2. Ilonyuenue (S)-N-(5-mumxnonponui-2-mMophomuHoTHa3omo[4.5-b | nupunua-6-m)-2-(1-(2-
rugpokcunponun)- 1 H-nupazon-4-nim)okcazon-4-kapookcamua.

Hcmonp3yss Te e caMble YCIIOBHS pEakUWH, KOTOpPBIE ONMCAaHBl Il cTaguu 2 mpumepa 43,
N-(5-mmknonpomnui-2-MoppoauHoTHA3010[4.5-b Jmupuaun-6-mn)-2-(1 H-mupason-4-mr)okcaszon-4-kapOokcamu,g
rugpoxyiopun (145 wmr, 0,306 mMMonb) mozaBepraiau peakiuu 3aMemieHus c (S)-2-merwnokcupanom (35 wr,
0,613 MMmoutp), ucrosb3ys kapOonat Hatpus (162 mr, 1,53 mmons) B JIM® (2 mi), mpu temmneparype 100°C B
TeueHne 14 4 ¢ MoJIydeHHWeM CBIPOTO MPOAYKTa. [T0NydeHHBIH CHIPOI MPOMYKT OYHUINATH C MOMOIIBIO TpETL.
BO3XX, norydas ykazanHoe B 3arojoBke coeaunenue (50 mr, 21,2%).

'H SIMP (CDCls, 400 MI'u): 8 9,18 (c, 1H), 8,70 (c, 1H), 8,25 (c, 1H), 8,05-8,03 (u, 2H), 4,28-4,25 (x,
3H), 3,83-3,81 (M, 4H), 3,70-3,69 (M, 4H), 2,22-2,15 (M, 2H), 1,28-1,27 (M, 4H) 1,11-1,09 (m, 2H).

KXMC 98,69%, m/z = 496,2 (M+1)". BDXKX: 97,79%.

IIpumep 76.

N-(5-(3-T'mapokcurmupponuanH- 1 -ui)-2-mopdoarmaoTHa30I10[4.5-b [IupuanH-6-11)-2-(6-
METOKCHUITMPHINH-3-H1)0Kca30i-4-kapOoKcamMu g
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Cramus 1. [Tomyaenne 1-(2-mopdonuao-6-HUTpOTHA30J0[4.5-b|MUpHInH-5-T)TUPPOIMIUH-3-0714.

Hcmonb3ys Te e camble yCIOBUS PEAKIMK, KOTOPhIe ONMMcaHbl Iy cTanuu 1 mpumepa 38, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupumus-2-mn)mopdonus (npoaykr co cramuu 4 npumepa 20) (125 mr, 0,4166 Mmois)
MOBEPTAIN PEaKkIyy 3aMEeLIeHHsI ¢ THIPOXJIOPHIOM MUPPOIuInH-3-oma (54 Mr, 0,437 MMOIIb), HCHIONB3YsI Kap-
6onart xamust (230 mr, 1,666 mmons) u IM® (5 min), ¢ nonydeHneM yKa3aHHOTO B 3arojioBke npoaykra (102 wr,
70%).

KXMC m/z =351,8 (M+1)".

Cranus 2. [Tomydyenue 4-(5-(3-((TpeT-OyTHIAUMETHIICHITIIT ) OKCH ) ITUPPOJIUANH- | -11T)-6-HUTpOoTHA30110[ 4. 5-
b Jnupuaun-2-un)MopdonuHa.

Hcnonp3ys Te jkxe caMble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBI Ui CcTaguu 2 mnpumepa 41,
1-(2-MopdonrHO-6-HUTpOTHA30JI0[4.5-b [mupuanH-5-1n)muppoiauauH-3-oi (100 mr, 0,2857 MMoJIb) MoaABEpTraTN
peaKIy BBEACHHS 3alTUTHBIX Tpyni, ucnois3ys TBDMC xiopua (52 mr, 0,3428 MMop) 1 numMuaas3on (43 wmr,
0,712 mmons) B JIM® (5 M), mpu KT B Teuenue 14 4, uro maBano cbipoid mpoaykT. [1oydeHHbIH ChIpOi mpo-
JYKT OYUINAIH C TIOMOIIBIO KOJIOHOYHOH Xpomatorpaduu Ha cuaukarene 60-120, ucronp3ys B Ka4eCTBE JITHOCH-
Ta 40%-HbI1ii STUIIALETAT B FeKCcaHe, Mojdyyas ykazaHHoOe B 3aroyioBke coenunenue (111 mr, 84%).

KXMC m/z =46 5,7 (M+1)".

Cramus 3. Ilomywenme  5-(3-((Tper-OyTHIAMMETHIICHIINII)OKCH)TUPPOIHINH- 1 -11)-2-MOphOoIHnHO-
THa30J0[4.5-bmupuauH-6-aMuHa.

Hcnonp3yst Te ke caMmble YCJIOBHSI peakiiu, KOTOpbIe OMMCaHbl Ui ctagun 2 npumepa 38, 4-(5-(3-((Tper-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUPPOTUANH- | -11)-6-HUTpOoTHAa3010[4.5-b Jmupuawa-2-un)mopdommu (110 wr,
0,2365 MMOJTb) BOCCTaHABIUBAIH C TIOMOIIBIO TIopomika muHKa (123 mr, 1,8923 MMomb) U XJIopuaa aMMOHUS
(200 wmr, 3,7816 mmoinb) B cmecu TT'®@/meranon/H,O (10 mur/2 M/l mi), 9To maBaiio ykazaHHOE B 3aroJIOBKE
coequaenue (101 mr, 99%).

KXMC m/z = 436,2 (M+1)".

Cramqus 4. TTonyuenue N-(5-(3-((TpeT-0y THIAUME THIICITHI ) OKCH ) TUPPOJTUANH- | -F1T)-2-
MOp(hOTUHOTHA30I0[4.5-b JiupunuH-6-11)-2-(6-MEe TOKCHITH PUIMH-3 - T )OKca30I-4-kapOoKkcamMua.

Hcnonp3yst Te e camble YCIIOBHS PEaKIUHU, KOTOPBIC OMHCaHBl Jis craxguu 6 mpumepa 1, 5-(3-((tpert-
OyTHIITMMETHIICHIINI)OKCH ) TUPPOITUINH- | -111T)-2 -MopdosrHOTHA3010[ 4. 5-b |[nupuauH-6-aMUH (60 MT,
0,2727 MMoOIB) MOABEpPraJid B3aUMOJCHUCTBHIO C 2-(6-METOKCUITUPUANH-3-MIT)0KCa301-4-KapOOHOBON KHCIOTOH
(mpomexytounoe coeauaenne 7) (100 mr, 0,2298 mmons), ucnons3yst EDCI-HCI (80 mr, 0,4108 mmons), HOBt
(39 wmr, 0,2865 mmous), DIPEA (142 mr, 1,095 mMmons) B IM® (5 M), 94TO naBajio yKa3aHHOE B 3arOJIOBKE CO-
enunenue (103 mr, 70%).
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KXMC m/z = 637,6 (M+1)".

Cranus 5. [Momydenune N-(5-(3-runpoxcunupponunus-1-mn)-2-mophonunoruaszono[4.5-bnupuaun-6-mn)-
2-(6-MeTOKCUTTUPHUINH-3 -1IT)OKCa30JI-4-KapOOKCaMHIa.

TBAF (0,3 M) mobGaBisimu B mepeMemmBaeMblii pacTBOp N-(5-(3-((TpeT-OyTHIIIUMETHIICHIIFIT)OKCH )-
MUPPONUINH- 1 -111)-2-MopdosinHOoTHA30510[4.5-b |[MupuiuH-6-11)-2 -(6-METOKCUTTHP U AW H-3-HJT ) OKCa30J1-4-
kapookcamua (100 mr, 0,1569 mmois) B TT'® (5 M) u nepememuBanu npu KT B Teuenue 1 4. PeakimonHyro
Maccy pa30aBIsUTH HACHIIIEHHBIM BOJHBIM PAaCTBOPOM XJIOPHIa aMMOHUS, ¥ TBEPOE BEIIECTBO (IIBTPOBAIH U
CYIIMJIM C OTCOCOM, YTO JaBaJIO ChIpOo MpoayKT. [lomydeHHBIH CHIPOIl MPOAYKT OUHMINATH C TIOMOIIBIO KOJIO-
HOYHOHN xpomarorpaduu Ha cwiukarene 60-120, ucronb3yst 2%-Hblii MetaHon B DCM B KauecTBe JIIOCHTA,
HoJTydasi yKa3aHHOE B 3aroyioBke coeanHenue (35 mr, 43%).

'H SIMP (CDCls, 400 MTI'w): & 9,17 (c, 1H), 8,88 (c, 1H), 8,69 (c, 1H), 8,33 (c, 1H), 8,22-8,20 (x, 1H),
6,88-6,86 (n, 1H), 4,57 (c, 1H), 4,02 (c, 3H), 3,84-3,53 (M, 9H) 2,50-2,49 (n, 1H), 2,31-2,21 (m, 2H), 2,09-2,01
(M, 2H).

KXMC 100%, m/z = 524,3 (M+1)". BDXKX: 97,99%.

Ipumep 77.

(S)-N-(5-(3-I'mapoxkcurupponuaui- 1 -mi)-2-mophommHOTHA3010[ 4. 5-b [IupuanH-6-171)-2-(6-
METOKCHUITUPHIIH-3-FT)0KCca30J1-4-KapOoKcaMuT

o =N
o A N\ _/ J

NH
N S~
O~ X

Craaus 1. Iomyuenue (S)-4-(5-(3-((TpeT-0y THIAIUME THIICHIIHII ) OKCH )ITUP POJTU TN H- | -1T)-6-
HUTPOTHA30510[4.5-b]mupuus-2-un)MopdonnHa.

Hcmonp3yss Te e caMmble YCIIOBHS pEaKkIWH, KOTOpPBIC ONWCAaHBl sl craguu 2 mnpumepa 41,
(S)-1-(2-mopdonuHo-6-HUTPOTHA30I0[4.5-b | MUPHIMH-5-1T) TUPPOIUIMH-3-011 (IPOAYKT CO cTaguu 1 mpumepa
72) (100 wmr, 0,2857 MMOmb) TOABEPTAIN PEAKIIUU BBEJACHUS 3aIIUTHBIX TpyIi, ucrnonb3dys TBDMC xmopun
(52 wmr, 0,3428 mMmois) 1 umMugazon (43 mr, 0,712 mmois) B JIM® (5 mun), mpu KT B Teuenne 14 4, uro maBaio
CBIpOH TpoAyKT. [ToTydeHHBIH CHIPOI MPOIYKT OUUIIAIHN C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpadun Ha CHITUKA-
rene 60-120, ucrons3ys B KauecTBe 3mroeHTa 40%-HbIi STUIANeTaT B TeKCaHe, NOTydas YKa3aHHOE B 3aT0JOBKE
coexquuenue (113 mr, 85%).

KXMC m/z = 465,7 (M+1)".

Craaus 2. Iomyuenue (S)-5-(3-((TpeT-0y THIAMMETHIICHIIMII)OKCH ) TUPPOJTUINH- | -1T)-2 -
MophoTUHOTHA30I0[4.5-b JiupunuH-6-aMuHa.

Hcnonp3yst Te e caMmble YCIOBHS PEaKIMy, KOTOPBIC ONMUCAaHbI Ais ctaauu 2 mpumepa 38, (S)-4-(5-(3-
((TpeT-0yTHIIMMEeTHIICHIIII)OKCH ) TUPPOJIUANH- | -1iT)-6-HUTpOoTHA30510[ 4.5-b | mupuuH-2 -1m)MophoinH
(110 mr, 0,2365 MMOJb) BOCCTAaHABIMBAIU C MTOMOIIBIO MOporika nuHka (123 mr, 1,8923 mmonbp) u xiopuaa
ammonwmst (200 mr, 3,7816 mmoinb) B cmecu TT'®d/meranon/H,O (20 mur/2 mi/1 mu), 9TO JaBajio yKazaHHOE B 3a-
ronoBke coeauaenue (100 mr, 98%).

KXMC m/z = 436,3 (M+1)".

Cramqus 3. TTonyuenue (S)-N-(5-(3-((TpeT-0y THIAMME TUIICWITHI ) OKCH ) TUPPOJTU AN H- | -7 )-2-
MopdoarHOTHA30I10[4.5-b [mupuaAnH-6-11)-2-(6-METOKCUTTUPHU TN H-3-1IT)OKCa30J1-4-KapOoKcaMuIa.

Hcmonb3ys Te ke caMble YCIOBHS PEAKIHK, KOTOPBIE OMUCaHBI s ctaauu 6 mpumepa 1, (S)-5-(3-((Tper-
OyTHIITMMETHIICHIINII)OKCH ) TUPPOITUINH- | -111T)-2 -MopdosrHOTHa3010[ 4. 5-b |[nupuarH-6-aMUH (60 MT,
0,2727 MMoOInB) MOABEpPTaJid B3aMMOJCHUCTBHIO C 2-(6-METOKCUITUPUANH-3-MIT)0KCa301-4-KapOOHOBOH KHCIOTOH
(mpomexytounoe coeaurenne 7) (100 mr, 0,2298 mmons), ucnons3ys EDCI-HCI (80 mr, 0,4108 mmons), HOBt
(39 wmr, 0,2865 mmous), DIPEA (142 mr, 1,095 mMmons) B IM® (5 M), 94TO naBajio yKa3aHHOE B 3arOJIOBKE CO-
equnenue (102 mr, 70%).

KXMC m/z = 637,6 (M+1)".

Cranus 4. [omyuenue (S)-N-(5-(3-ruapokcunupponuans-1-mn)-2-mopdonraornaszono[4.5-bnupuaun-6-
11)-2-(6-METOKCUTTMPUINH-3-1JT) OKCa30J1-4-kapOoKcaMHu/Ia.

TBAF (0,3 mu) mobaBmsuim B mepeMemmBaeMmblii pactBop (S)-N-(5-(3-((TpeT-OyTHIIUMETHIICHITII)-
OKCH ) TUPPOTUINH- | -11)-2-MopdoauHoTHA3010[ 4. 5-b [mrpuanH-6-11)-2-( 6-ME TOKCUTTAPUIAH- 3 - 1T ) OKCa301-4 -
kapOokcamua (100 mr, 0,1569 mmois) B TT'® (5 M) u nepememuBanu npu KT B Teuenne 1 4. PeakimonHyro
Maccy pa30aBisUId HACHIIICHHBIM BOIHBIM PAaCTBOPOM XJIOPHAAa aMMOHHS M TBEPJIO€ BEIIECTBO (PIIBTPOBAIHN U
CYIIMJIM C OTCOCOM, YTO JaBaJIO ChIpOo MpoayKT. [lomydeHHBIH CHIPOIl MPOAYKT OUHMIATH C TIOMOIIBIO KOJIO-
HOYHOHN xpomarorpaduu Ha cwimnkarene 60-120, ucronb3yst 2%-ublii MetaHon B DCM B KauecTBe JIIOCHTA,
noty4asi yKa3aHHOE B 3aroyioBke coeanHenue (15 mr, 18%).

'H SIMP (CDCls, 400 MTI'w): & 9,17 (c, 1H), 8,88 (c, 1H), 8,69 (c, 1H), 8,33 (c, 1H), 8,22-8,20 (x, 1H),
6,88-6,86 (1, 1H), 4,57 (¢, 1H), 4,02 (c, 3H), 3,83-3,81 (M, 4H), 3,76-3, 69 (M, 4H), 3,68-3,51 (M, 4H), 2,47-2,46
(m, 1H), 2,27-2,21 (m, 1H), 2,04-2,02 (M, 1H).
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KXMC 100%, m/z = 524,1 (M+1)". BDXKX: 99,55%.
ITpumep 78.
(R)-N-(5-(3-T'mmpokcumuppoiauaut- 1 -ni)-2-mopdoarmHoTHaz010[ 4. 5-b JnupuauH-6-1m)-2-(6-MeTOKCH-
MUPHIAH-3-WT)0KCa301-4-KapOoKCaMu T
Q N

NH
N\ S~
O

Cramus 1. [Tomygenune (R)-1-(2-mopdommHO-6-HUTpOTHA3010[4.5-b [MupyarH-5 -1 ) THpPOTUANH-3-0J1a.

Hcnone3ys Te ke caMble YCIOBHsI peakiUM, KOTOpble omucaHsl i cTaguu 1 npumepa 38, 4-(5-xmop-6-
HUTpOTHA30510[4.5-b]mupumus-2-un)mopdonun (poaykr co cramuu 4 npumepa 20) (125 mr, 0,4166 mmois)
nozaBepragy peakuuu 3amemenuns ¢ (R)-nmupponuaus-3-onom (38 mr, 0,437 MMOIIB), UCTIONB3YS KapOOHAT Kaus
(230 mr, 1,666 mmonb) 1 IM® (5 M), ¢ MOTyYeHUEM YKa3aHHOTO B 3aroyioBke npoaykra (101 mr, 70%).

KXMC m/z =351,8 (M+1)".

Craaus 2. Iomyuenue (R)-4-(5-(3-((Tper-0y THIANME THIICHITHI ) OKCH ) TTUPPOJIUANH- | -1i1)-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)MopdomrHa.

Hcmone3ys Te ke caMmble YCIIOBHS pEeakllid, KOTOpbIe OmMMcaHbl s cramuu 2 mpumepa 41, (R)-1-(2-
MOP(OIHHO-6-HUTPOTHA30JI0[4.5-bmupunuH-5-un)nmuppommaua-3-oma (100 mr, 0,2857 mMMoib) moaBeprayn
peaKIy BBEACHHS 3alTUTHBIX Ipynm, ucnois3ys TBDMC xiopua (52 mr, 0,3428 MMonb) 1 numMuaaszon (43 wmr,
0,712 mmons) B JIM® (5 M), mpu KT B Teuenue 14 4, uto maBano cbipoid mpoaykT. [1oydeHHbIH ChIpOi mpo-
JYKT OYUINAIH C TIOMOIIBIO KOJIOHOYHOM XpoMmarorpaduu Ha cuiukareie 60-120, ucronb3ys B Ka4eCTBE JITHOCH-
Ta 40%-HBII STHIALIETAT B FeKcaHe, MoJTy4as yKazaHHOe B 3aroyioBke coenunenue (115 mr, 85,5%).

KXMC m/z = 465,7 (M+1)".

Craaus 3. Iomyuenue (R)-5-(3-((TpeT-0y THIAMMETHIICHITHIT)OKCH ) TUPPOJTUINH- | -11T)-2 -
Mop¢hoTUHOTHA30I0[4.5-b JiupunuH-6-aMmuHa.

Hcnonp3yst Te ke caMble yCIOBUSI peakInH, KOTOphIe OmucaHbl i craguu 2 mpumepa 38, (R)-4-(5-(3-
((TpeT-0y THIAMME TUIICHITHI ) OKCH ) TUPPOJIU TN H- | -¥11)-6-HUTpOoTHA30J0[4.5-b |[mupuauH-2-mwn)mopdonma (110
MT, 0,2365 MMOJTB) BOCCTAHABJIMBAIIM C TIOMOIIBIO IMOpoIka IuHKa (123 mr, 1,8923 MMob) 1 XITopuaa aMMOHUS
(200 wr, 3,7816 mmoinb) B cmecu TT'®@/meranon/H,O (20 mur/2 M/l mi), 9To JaBaiio ykazaHHOE B 3aroJIOBKE
coequaenue (100 mr, 98%).

KXMC m/z = 436,5 (M+1)".

Cramqus 4, [Monyuenwue (R)-N-(5-(3-((TpeT-0y THIITUMETHIICAIIFIT ) OKCH ) TUPPOTH I H- | -11)-2 -
MOp(hOTUHOTHA30I0[4.5-b JmupunuH-6-11)-2-(6-MEeTOKCHITH PUIMH-3 - T )OKCca30I-4-KapOoKcaMuIa.

Hcnonp3yst Te ke caMmble YCIOBHSI peakiiu, KOTOpbIe OMMCcaHbl Juisd ctagun 6 npumepa 1, (R)-5-(3-((rper-
OyTHIITMMETHIICHIIMI)OKCH ) TUPPOITUINH- | -11T)-2 -MopdosrHOoTHA3010[ 4. 5-b |[nMpuarH-6-aMUH (60 MT,
0,2727 MMOIB) MOABEPTaJid B3aMMOJCHUCTBHIO C 2-(6-METOKCHUITUPUANH-3-MIT)0KCa301-4-KapOOHOBOH KHCIOTOH
(mpomexytounoe coeaunenne 7) (100 mr, 0,2298 mmons), ucnons3yst EDCI-HCI (79 wr, 0,4108 mmons), HOBt
(39 wmr, 0,2865 mmous), DIPEA (141 mr, 1,095 mMmons) B IM® (5 M), 94TO naBajio yKa3aHHOE B 3arOJIOBKE CO-
enunenue (110 mr, 75%).

KXMC m/z = 637,6 (M+1)".

Cramus 5. ITonyuenue (R)-N-(5-(3-ruapoxcunupposuans- 1 -wmn)-2-mopdonmuorrazono[4.5-b|mupuana-6-
11)-2-(6-METOKCUTTMPUINH-3-1JT) OKCca30J1-4-kapOoKcaMHu/Ia.

TBAF (0,3 ™) mobGaBisimu B mepemeniuBaemblii pactBOp (R)-N-(5-(3-((Tper-OyTHinanMeTHIICHITII)-
OKCH ) TUPPOTUINH- | -1111)-2-MopdoauHoTHA3010[ 4. 5-b [mrpuanH-6-11)-2-( 6-ME TOKCHITAPUIAH- 3 - 1T ) OKCa301-4 -
kapOokcamuaa (100 mr, 0,1569 mmois) B TT'® (5 M) u nepememuBanu npu KT B Teuenne 1 4. PeakimonHyro
Maccy pa30aBIIsUIM HACHICHHBIM BOJHBIM PacTBOPOM XJIOPW/IAa aMMOHHS, ¥ TBEPJOE BEIIECTBO (PUIBTPOBAIH H
CYIIMJIA C OTCOCOM, YTO JaBaJI0 CHIPOHM NMpoayKT. [lodydeHHBIH CBIPOI MPOAYKT OYMINAIN C TIOMOIIBIO KOJIO-
HOYHOHM xpomarorpaduu Ha cwiukarene 60-120, ucronb3yst 2%-ublii MetaHon B DCM B KauecTBe JIIOCHTA,
HoJTy4asi yKa3aHHOE B 3aroJIoBKe coeanHenue (45 mr, 55%).

'H SIMP (CDCls, 400 MTI'): & 9,17 (c, 1H), 8,88 (c, 1H), 8,69 (c, 1H), 8,33 (c, 1H), 8,22-8,20 (zx, 1H),
6,88-6,86 (1, 1H), 4,57 (c, 1H), 4,02 (c, 3H), 3,84-3,81 (M, 4H), 3,76-3,63 (M, 4H), 3,61-3,48 (M, 4H), 2,50-2,49
(m, 1H), 2,44-2,22 (m, 1H), 2,04-2,03 (M, 1H).

XKXMC 100%, m/z = 524,1 (M+1)". BOXKX:98,62%.

IIpumep 79.

(S)-N-(5-(AzeTunuH- 1 -un)-2-mMopdoauHoTHA30I0[ 4. 5-b [TupuArH-6-111)-6-(3-TU AP OKCUTTUPPOTUTUH- | -
Y1) TAKOJTMHAMU T
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Cranus 1. [lonyuenne 4-(5-(azetnaun-1-ni)-6-aurpoTrasoino[4.5-bmmpuans-2-mr)mMopdonanHa.

Hcnone3ys Te ke caMble YCIOBHs peakiUM, KOTOpble omucaHsl i cTaguu 1 nmpumepa 38, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupumus-2-wn)mopdonu (npoaykt co craauu 4 mpumepa 20) (200 mr, 0,666 MMoOIb)
TIOJIBEPTaIi PeaKINK 3aMeleHus ¢ azetuanaoM (76 mr, 1,333 MMoib), HCIoNb3ys kapOoHat HaTpus (283 wr,
2,664 mmons) u JIM® (5 min), ¢ TOTydeHHEM yKa3aHHOTO B 3arojioBke mpoxaykra (150 mr, 71,4%).

KXMC m/z =322,1 (M+1)".

Cramus 2. [Tomydenne 5-(azetuan-1-um)-2-MmopdoauHoTHazo0[4.5-b|mupuanH-6-aMuHa.

Hcmonb3ys Te ke caMble YCIOBHS PEakilii, KOTOPbIE OIMMMCaHBI TSt cTaguu 2 npumepa 38, 4-(5-(azeTunun-
1-un)-6-autporrasono[4.5-b jrupuaun-2-un)mopdonus (150 mr, 0,465 MMOIL) BOCCTAaHABIUBAIH C TIOMOIIIBIO
nopomka muHKa (243 wmr, 3,726 Mmoms) u xmopuna ammonus (402 wmr, 7,440 MMmonp) B cMmecd
Tr'®/meranon/H,O (10 mur/2 mit/1 M), 9To aBaiio ykazaHHOE B 3arojioBke coequnenue (150 mr, crude).

KXMC m/z =292,1 (M+1)".

Craaus 3. Iomyyenue N-(5-(azerunun-1-mn)-2-mopdoarnoruaszono[4.5-bnupuaun-6-1i)-6-
OpOMIMKOIMHAMUIA.

Hcnonp3ys Takue e YCIOBUS pEaKIMU, KOTOpbIE omucaHbl B mpumepe 45, 5-(azeruaun-1-mm)-2-
MopdomrroTHa3070[4.5-bmupuanu-6-amua (80 wmr, 0,2373 wMMoNb) mMOABEpraJid B3aWUMOJCUCTBHIO C
6-0pommnukomHOBO# KucioTod (83 mr, 0,410 mmons), ucnonsdys EDCI-HCI (80 wmr, 0,41 mmons), HOBt
(55 mr, 0,410 mmomnb), DIPEA (141 wmr, 1,092 mmons) B JIM® (5 M), 4To aBajo yKa3aHHOE B 3aroJIOBKE CO-
equnenue (130 mr, 100%).

XKXMC m/z =477,1 (M+2)".

Cramus 4. Tlomyuenme (S)-N-(5-(azetuaun-1-mn)-2-mopdonmuoTrazomno[4.5-b|mupuaua-6-mm)-6-(3-
TUAPOKCUTTUPPOTUANH- | -HIT) TUKOTMHAMUIA.

Hcnons3yss Te e caMmble YCIOBHS pEakIHH, KOTOpPBIC ONMCAaHBl Il craguu 2 mpumepa 43,
N-(5-(azerunun-1-mn)-2-mopdoarHoTHazono[4.5-bnupuauH-6-11)-6-0pOMIHKOIMHAMU (100 MT,
0,210 MMonb) mOXBEpralM peakuuH 3aMelleHus ¢ ruapoxyopuaoM (S)-muppoimauH-3-oma (40 wr,
0,315 mMomb), ucnons3ys kapoonar Hatpust (90 mr, 0,840 mmouns) B JIM® (2 mut), mpu temmneparype 100°C B
TeueHne 14 4, monmydas ykazaHHOE B 3arojoBke coequnenue (35 mr, 35%).

'H SIMP (CDCls, 300 MT'n): & 9,79 (c, 1H), 8,59 (c, 1H), 7,66-7,60 (M, 1H), 7,55-7,53 (1, 1H), 6,59-6,56
(n, 1H), 4,71 (c, 1H), 4,26-4,12 (m, 4H), 3,83-3,76 (m, 4H), 3,74-3,65 (M, 8H),2,32-2,19 (m, 4H).

KXMC 97,98%, m/z = 482,2 (M+1)". BDXKX: 97,38%.

ITpumep 80.

N-(5-(3-T'mmpoxcuazeTunut- 1 -ui)-2-MopPOTHHOTHA30I0[ 4. 5-b |mupuAHH-6-11)-2-(2-MEe TUITHUPU U H-4 -

MIT)0Kca3on-4-kapOokcaMu
v
Oﬁ/[ v N

7\ [ N NH
g N | D
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OH

Cramus 1. [Tomyaenne 1-(2-MopdoarHO-6-HUTPOTHA30I0[4.5-b|MupuaAnH-5-1T)a3e THANH-3-071a.

Hcmonb3ys Te e camble yCIOBHUS PEAKIMK, KOTOPhIE ONMMcaHbl s cTanun 1 mpumepa 38, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)Mopdonud (mpoAykT co craguu 4 npumepa 20) (200 mr, 0,6666 MMOJIb)
TTOJIBEPTAIIN PEAKITMH 3aMEIICHUS ¢ TUAPOXIOPUAOM azeTuauH-3-oma (109 mr, 1,0 MMOJIB), HCTIONB3YS KapOOHAT
HaTpus (212 mr, 3,0 mmois) u JIM® (2 mun), mpu Temnieparype 80°C B Teuenne 1 9 ¢ mMorydeHHEM yKa3aHHOTO B
3aronoBke npoaykra (160 mr, 71,11%).

KXMC m/z =338,1 (M+1)".

Cramust 2. Ilomydenue 4-(5-(3-((Tper-OyTHIIAMMETHICHIINII)OKCH)a3eTUANH- 1 -1iT)-6-HUTpOTHa30710[4.5-
b]mupunun-2-un)MopdonuHa.

Hcnonp3yss Te ke caMble YCIOBHS pCaKIUM, KOTOPBIC ONWCAaHBI Ui CcTamguu 2 mnpumepa 41,
1-(2-MopdonmHO-6-HUTpOTHA30I0[4.5-b [mupuanH-5-nn)azeTuaun-3-om (160 mr, 0,4742 MMOJIB) TMOABEPTATH
peaKy BBEACHHS 3aIIUTHBIX TPy, ucrnoyib3ys TBDMC xmopun (86 mr, 0,5691 mMons), mmunaszon (113 wmr,
1,658 mmomnp) 1 DAMP (64 mr, 0,5217 mmons) B IM® (5 mun), mpu KT B Tedenue 1 4, 9To maBango ChIpoi Mpo-
IykT. [TomydeHHbIH ChIPOH IPOAYKT OUHIIANIN C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha cuiukarene 60-120,
ucnonb3ys 1%-uprii Metanonr B DCM B KauecTBe JIIIOCHTA, MONydYas yKa3aHHOE B 3arOJIOBKE COCIUHEHHE
(210 wmr, 98,59%).

KXMC m/z = 4522 (M+1)".
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Cranus 3. [lomydenue 5-(3-((TpeT-OyTHIAMMETHICHIINIT)OKCH )a3eTUAMH- | -1i1)-2-MopdonuHoTHAa30510[4.5-
b nupuauH-6-aMuHa.

Hcmone3ys Te ke camble YCIIOBHUS peaKliy, KOTOPhIE ONMMCaHbI Aiis ctaauu 2 npuMepa 38, 4-(5-(3-((tpet-
Oy THIIIUMETHIICHITIIT )OKCH )a3€THANH- | -111)-6-HUTPOTHA3010[ 4. 5-b [mupuauH-2-1n)MophoTiH (210 MT,
0,4656 MMOJIb) BOCCTAHABIMBAIHM C ITOMOIIBIO TOpPOINKA IMHKA (244 wmr, 3,725 MMOJIB) M XJIOpHIa aMMOHUS
(399 wr, 7,4501 mmois) B cmecu TT'®@/meranon/H,O (10 mur/2 M/l mi), 9To maBaiio ykazaHHOE B 3aroJIOBKE
coexmaenue (180 mr, 91,83%).

KXMC m/z = 422,2 (M+1)".

Cramus 4. Ilomyuenme  N-(5-(3-((TpeT-OyTHIIMMETHICHINII)OKCH )a3e THIMH- | -11)-2-MOp(OIHHO-
trazoso[4.5-bnupuann-6-mm)-2-(2-MeTHIHPUANH-4-1IT)0Kca30i-4-kapOokcaMuaa.

Hcmonp3yss Te »ke caMble YCIOBUSI pEaklHH, KOTOpbIE ONHMCaHbl s cragud 6 mpumepa |,
5-(3~((TpeT-Oy THIAMMETHIICHIINIT)OKCH )a3e THANH- | -11)-2-Mop donnHoTHazoo[ 4. 5-b JinpuanH-6-amun (180 mr,
0,4275 mMMoONB) mOIBEpraid B3aMMOJCHCTBHUIO C 2-(2-MCTHINMHPUINH-4-HI)0KCa30J-4-KapOOHOBOH KHCIOTON
(131 wmr, 0,6413 mMmounb), ucnionsdyss EDCI-HCI (123 wmr, 0,6413 mmous), HOBt (87 mr, 0,6413 mmons), DIPEA
(0,297 mi, 1,7102 mmomns) B IM® (2 Mi1), UTO AaBajo yKa3aHHOE B 3aroyioBke coeaunenue (150 mr, 57,91%).

Cramus 5. IMonmyuenne N-(5-(3-ruppoxcuaseTuan-1-mi)-2-mopdonrHoTrazono[4.5-b|mupuaua-6-wmn)-2-
(2-meTmmupuanH-4-1i1)0Kca3o-4-kapOokcaMua.

B mepememmBaemsbiii pactBop N-(5-(3-((TpeT-OyTHIINMETHIICHINIT)OKCH )a3e THANH- | -11)-2-MOPHOITUHO-
Trazono[4.5-b JnupuauH-6-1m)-2-(2-Me THIMUpHUIUH-4-mT)okcazon-4-kapookcamuaa (150 mr, 0,2467 MMoib) B
TI'® (20 M) nobasmsiu TBAF (1 M B TT'®) (0,5 mur) n nepememmBany npu KT B reuenue 1 4. Peakiuonnyro
Maccy pa30aBisUTH HACHIIIEHHBIM BOJHBIM PAaCTBOPOM XJIOPHIa aMMOHUS, ¥ TBEPOE BEIIECTBO (IIIBTPOBAIH U
CYIIWJIN, YTO JIaBajio CHIPOH Mo ayKT. [1oydeHHbIH ChIpOi MPOXYKT OYHIIAIH C IIOMOIIBIO KOJIOHOYHOM XpoMa-
Torpadun Ha cunukarene 60-120, ucrons3ys 2%-ue1ii Meranon B DCM B kadecTBe 3JF0€HTA, MOJTydast yKa3aH-
HOE B 3aroyioBke coeauHenue (35 mr, 28,92%).

'H IMP (JIMCO-dg, 300 MT'nr): & 9,71 (c, 1H), 8,96 (c, 1H), 8,68-8,66 (1, 1H), 7,90 (c, 1H), 7,85 (c, 1H),
7,77-1,75 (n, 1H), 5,51-5,49 (0, 1H), 4,48-4,42 (M, 1H), 4,19-4,14 (1, 2H), 3, 76-3, 70 (m, 6H), 3,56-3,54 (M,
4H), 2,57 (c, 3H).

KXMC 100%, m/z = 494,1 (M+1)". BDXKX: 98,83%.

ITpumep 81.

(S)-N-(5-(3-I'mapoxcurupponu - 1 -mi)-2-mophommHOTHA3010[ 4. 5-b [IupuanH-6-171)-5-(2-
METWITTHPUIANH-4-1IT) THO ) eH-2-KapOOKCaMHU T

SN SN
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Cramus 1. IMomyuenue (S)-N-(5-(3-((TpeT-OyTHIIUMETHICHITIII)OKCH )ITUPPOTUINH- | -1I1)-2-MOPPOTHHO-
trazono[4.5-b lmupuauH-6-1mn)-5-(2-Me THIUpU U H-4- 1) THOPEeH-2-KapOoKcaMuIa.

Hcmonb3ys Te ke camMble YCIOBHS PEaKIHK, KOTOPBIE OMUCaHbI A ctaauu 6 mpumepa 1, (S)-5-(3-((Tper-
Oy THIITMMETHIICHIIMI)OKCH )TUPPOSTUINH- | -11)-2-MopdosrHoTHA3010[ 4. 5-b |[nupuanH-6-aMuH (IIPOIYKT CO CTa-
mun 2 coemuHenus 78) (90 wmr, 0,206 MMoOJIB) TOABEpPraiM B3aUMOJICHCTBUIO C S-(2-MeTWiImupuauH-4-
W) THO(eH-2-KapOOHOBOH KHCIOTOH (mpoMexyTrouHoe coequnenue 17) (54 wmr, 0,248 MMoOIb), MCHONB3YS
EDCI-HCI (59 wmr, 0,309 MmMmou),

HOBt (42 wmr, 0,309 mmouns), DIPEA (106 wmr, 0,824 mmone) B JIM® (5 mit), 9To JaBajio yka3aHHOE B 3a-
ronoBke coeaunenue (120 mr, coIpoi).

KXMC m/z = 6372 (M+1)".

Cranus 2. [omyuenue (S)-N-(5-(3-runpokcunupponuans-1-mn)-2-mopdonraornaszono[4.5-bnupuaun-6-
n)-5-(2-meTunmupuanH-4-1n ) THo peH-2-KapObokcaMuaa.

Hcrmonb3ys Te e caMmble YCIOBHS PEaKIIUH, KOTOphle omucaHbl s ctaguu 8§ mpumepa 1, (S)-N-(5-(3-
((TpeT-0y THIAMME THIICHUTHI ) OKCH ) TUPPOJIU U H- | -111)-2-Mop hommHOoTHA30510[4.5-b [mupuanH-6-m)-5-(2-
METWIMTHPUANH-4-1)THOheH-2-kapookcamu (120 mr, 0,188 MMoIb) IoaBEpTa i yIAICHHIO 3alIUTHBIX TPYIIIL,
ucnonb3ys cmech pactBop HCl B meranone/meranon (5/1 mir), 94To AaBalio ChIpod mpoaykT. I[IpomykT 3atem
oumnIany ¢ nomouipio npern. BOXX, uto naBano ykazanHoe B 3arojoBke coequnenue (45 mr, 45,4%).

'H SIMP (CDCls, 400 MT'n): & 8,66 (c, 1H), 8,54-8,53 (x, 1H), 8,38 (c, 1H), 7,70-7,69 (z, 1H), 7,489-7,480
(n, 1H), 7,38 (¢, 1H), 7,34-7,32 (¢, 1H), 4,59 (c, 1H), 3,83-3,81 (M, 4H), 3,69-3,67 (M, 4H), 3,64-3,61 (M, 1H),
3,53-3,50 (m, 3H), 2,62 (c, 3H), 229-2,19 (m, 1H), 2,18-1,90 (m, 1H).

KXMC 99,27%, m/z = 523,1 (M+1)". BDXKX: 96,58%.

ITpumep 82.

(S)-N-(5-(3-T'unpoxcunupponauaus- 1 -ni)-2-mopdonmHoTrazoinol4.5-b Jnupuana-6-mm)-5-(2-
METWIMUPUIUH-4-11)pypan-2-KapOoKcaMu
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Cragus 1. Iomyuenue (S)-N-(5-(3-((Tper-0y THIIAMME TUIICHITIIT ) OKCH ) TUPPOITUAMH- | -111) -2 -
MopdosmHOoTHa3010[4.5-bmupuIuH-6-11)-5-(2-MeTnnnupuIuH-4-11) pypan-2-kapOokcaMua.

Hcnonp3ys Te e caMble YCIOBHS PEaKIiK, KOTOPBIC OMHUCaHbI i ctaauu O mpumepa 1, (S)-5-(3-((Tper-
Oy THIITMMETHIICHIIII)OKCH )TUPPOSTUINH- | -11)-2-MopdosrHoTHA3010[ 4. 5-b |[mupuanH-6-aMuH (IIPOIYKT CO CTa-
qun 2 coexauHenus 78) (90 mr, 0,206 MMOIIB) TOJBEPTAIN B3aUMOJICHCTBHIO € 5-(2-MeTmmupuuH-4-1i)ypan-
2-kapOOHOBO# KHcHOTOM (TMpomexxyTodHoe coeamnenue 18) (50 mr, 0,248 mmoms), ucmonb3ys EDCI-HCI
(59 wr, 0,309 mmons), HOBt (42 mr, 0,309 mMons), DIPEA (106 wmr, 0,824 mmoine) B IM® (5 M), uto paBaio
yKa3aHHOE B 3arojioBke coenuHenue (130 Mr, ceIpoii).

Cramus 2. Tlomyuenue (S)-N-(5-(3-ruapokcunupposuant- 1 -wmn)-2-mopdonmuorrazono[4.5-b|mupuana-6-
nn)-5-(2-metumupuanH-4-un ) pypaH-2-kapOoKkcaMuaa.

Hcmonb3ys Te e caMmble YCIOBHS PEaKIuH, KOTOphle omucaHbl s ctaguu 8 mpumepa 1, (S)-N-(5-(3-
((TpeT-0y THIAMME THUIICHITHI ) OKCH ) TUPPOJIU U H- | -111)-2-Mop hommHOoTHA30510[ 4. 5-b [mupuanH-6-m)-5-(2-
MeTWIMHPUANH-4-1n)pypan-2-kapookcamua (130 mr, 0,209 MMOIIB) TIOABEPTATHN YAAIESHUIO 3alIATHBIX TPYIIIL,
ucronb3yst cmech pactBop HCl B meranose/meranon (5/1 mur), 94To naBajio chIpoi mpoxykr. IIpoxykr 3atem
oummIany ¢ nomouipio npern. BOXX, uto nasano ykazansnoe B 3arosioBke coequnenue (50 mr, 47,16%).

'H SIMP (CDCls, 300 MT'): & 8,72 (c, 2H), 8,57-8,55 (n, 1H), 7,51 (c, 1H), 7,44-7,42 (1, 1H), 7,36-7,34
(z, 1H), 7,00-6,99 (1, 1H), 4,62 (c, 1H), 3,84-3,75 (m, 4H), 3,75-3,65 (m, 6H), 3,55-3,43 (M, 2H), 2,63 (c, 3H),
2,42-2,39 (M, 1H), 2,26-2,21 (m, 1H), 2,06-1,99 (m, 1H).

KXMC 97,85%, m/z = 507,2 (M+1)". BDXKX: 99,02%.

ITpumep 83.

(S)-N-(5-(3-T'unpoxcunumnepuant-1-mn)-2-mopdonunornazomno[4.5-b | mupunun-6-wmn)-2-(2-

METWIITHPUIHH-4-1JT)0KCca3071-4-KapOokcaMu g
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Cramus 1. IMomyuenne (S)-4-(5-(3-((TpeT-OyTHIIUMETHIICHITIIT)OKCH ) TTUTIEPUINH- | -HIT)-6-HATPOTHA30I10-
[4.5-b]nupunun-2-nn)MopdonuHa.

Hcmonp3yss Te e caMble YCIIOBHS pEaKkIWH, KOTOpBIE ONHWCAaHBl sl craguu 2 mnpumepa 41,
(S)-1-(2-mopdonuuo-6-HUTPOTHA30I0[4.5-b|MUpHUINH-5-1T)TUIIepUAnH-3-01 (IPOAYKT cOo cTaaud 1 mpumepa
59) (210 wmr, 0,575 MMonb) MOABEPraNnM PeakUMU BBEACHUS 3aIUTHBIX rpynm, ucnons3dys TBDMC xnopupg
(108 mr, 0,719 mmoib), mmMuaazon (98 mr, 1,438 mmons) 1 DMAP (88 wmr, 0,719 mmons) B JIM® (5 mi), mpu KT
B TeueHue 14 4, 9To gaBano celpoil npoayKT. IlomydeHHbIN ChIpOH MPOAYKT OUHUILAIH C TOMOLIBIO KOJIOHOUHOMH
xpomarorpadun Ha cmmukarene 60-120, ncnons3ys 1%-ubrit Mmeranon B DCM B kauecTBe 3JIOCHTA, MOTydas
yKa3zaHHOE B 3arojioBke coeguaenue (177 mr, 64%).

KXMC m/z = 480,3 (M+1)".

Cramus 2. Tlomyuenme (S)-5-(3-((TpeT-OyTHIIIUMETHIICHIIFIT)OKCH ) TATICPUANH- | -1J1)-2-MOPPOITUHO-
THazono[4.5-b JnupuauH-6-amMuHa.

Hcnonp3ys Te ke camble YCIOBHS PEaKIMy, KOTOPBIC OMUCAaHbI s ctaauu 2 mpumepa 38, (S)-4-(5-(3-
((TpeT-0yTHIIMMEeTHIICHITIT)OKCH ) TUIIEPUIHH- | -11)-6-HuTpoTHazono[4.5-b Jmmpuans-2-mn)mopdonun (175 wr,
0,3645 MMoOsb) BOCCTaHABJIMBAJIM C MOMOIIBIO mopomka nuHKa (190 mr, 2,916 MMoib) U XJopuaa aMMOHHSA
(312 wmr, 5,833 mmoib) B cmecu TI'®@/meranon/Bona (20/10/5 mir), 9To qaBajio yka3aHHOE B 3arOJIOBKE COCITUHE-
aue (162 mr, 98,7%).

KXMC m/z = 4502 (M+1)".

Cramqus 3. [Momyuenne (S)-N-(5-(3-((TpeT-0y THIAMME THIICHIIAI )OKCH ) TUTICPUTUH- | -F1T)-2 -
Mop(oaHOTHA30J10[4.5-b [ mupuaAnH-6-11)-2-(2-Me THIHPU ANH-4-1IT) OKCca30J1-4-KapOoKcaMu/Ia.

Hcmonb3ys Te ke camMble YCIOBHS PEaKI|K, KOTOPBIE OMUCcaHbl s ctaauu 6 mpumepa 1, (S)-5-(3-((tpet-
Oy THIIIUMETHIICHITIIT )OKCH ) TTUTIEPUAWH- | -7 )-2-MopdomHoTHA30710[ 4. 5-b |[mupuinH-6-aMuH (160 MT,
0,355 mMmomp) ToABEpraid B3aUMOJCHCTBUIO C 2-(2-METHITUPHINH-4-MIT)0KCa30-4-KapOOHOBOM KHCIOTON
(91 wmr, 0,444 mmons), ucrionb3ys HATU (202 mr, 0,532 mmous) 1 DIPEA (183 mr, 1,42 mmons) B JIM® (5 mi),
YTO JIaBaJIO YKa3aHHOE B 3aroyioBke coenuueHue (198 mr, 88%).

KXMC m/z = 634,3 (M-1)".

Cramust 4. Ilonmyuenne (S)-N-(5-(3-ruapokcununepunus-1-mn)-2-mopdoaunoruaszono[4.5-bnupuaun-6-
wi)-2-(2-MeTHANMPUANH-4-1I1)0Kca30i1-4-KapOoKcaMua.
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Hcnonp3yst Te ke caMble YCIOBUS PEaKIMH, KOTOPBIC OMHCaHBI js craauu § mpumepa 1, (S)-N-(5-(3-
((TpeT-0yTHIIMMETHIICHIIAIT)OKCH ) TUIIEPUIHH- | -11)-2-MopdonHoTHa30510[ 4. 5-b JimpuanH-6-mm)-2-(2-
METWITHPUINH-4-11)oKca3on-4-kapbokcamug (197 wmr, 0,3102 mMMoyb) TOABEpraiy YOAICHUIO 3allUTHBIX
TpyI, uCrmonb3yst cMech pactBop HCI B Meranose/mMeranoa (5/5 mur), 9To IaBajio yKa3aHHOE B 3aroJIOBKE CO-
enunenwue (138 mr, 85,7%).

'H SIMP (CDCls, 300 MI'u): & 9,78 (c, 1H), 9,05 (c, 1H), 8,71-8,69 (u, 1H), 8,41 (c, 1H), 7,86 (c, 1H),
7,77-1,75 (m, 1H), 4,19-4,12 (m, 1H), 3,84-3,81 (M, 4H), 3,71-3,67 (M, 4H), 3,33-3,32 (M, 1H), 3,24-3,13 (M, 4H),
2,68 (c, 3H), 2,21-2,00 (m, 1H), 1,86-1,83 (M, 3H).

KXMC 98,40%, m/z = 522,2 (M+1)". BDXKX: 98,37%.

ITpumep 84.

N-(5-(4-T'mnpoxcununepunns-1-mn)-2-mopdonrunornaszomno[4.5-bnupuaun-6-umn)-2-(2-Me THIIHUPUIUH-4 -
WIT)OKCa301-4-KapOoKcaMu,T
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Cramus 1. [Tomryaenune 1-(2-MopdoauHO-6-HUTPOTHA30II0[4.5-b|MupuArH-5-1T)TUIepUANH-4-011a.

Hcrmonb3ys Te e camble yCIOBUS PEaKIMK, KOTOPhIE ONMMcaHbl I cTanuu 1 mpumepa 38, 4-(5-xmop-6-
HUTpOTHA30510[4.5-b]mupunus-2-wn)mopdonut (poaykr co cramuu 4 npumepa 20) (200 mr, 0,6666 MMOIB)
MOJIBEPTralid PeaklUy 3aMelIeHus ¢ munepuauH-4-oaoM (68 mr, 0,666 MMOIIB), HCIONB3YS KapOOHAT Kalus
(311 mr, 2,66 mmonb) u AM® (5 mi), mpu KT B Teuenne 14 4 ¢ mosmydeHHeM yKa3aHHOTO B 3ar0JIOBKE IPOIYKTa
(211 wmr, 87%).

KXMC m/z =366,1 (M+1)".

Cramus 2. Tomydenne 4-(5-(4-((TpeT-OyTHIAMMETHIICYITHAI ) OKCH ) TUTIEPUINH- | -1IT)-6-HUTPOTHA30110[4.5-
b Jnupuaun-2-un)mMopdorHa.

Hcnonp3ys Te ’ke caMmble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBl Ui CTaguu 2 mnpumepa 41,
1-(2-mMopdomrHO-6-HUTpOTHA30JI0[4.5-b [mupuanH-5-nn)munepunui-4-ox (210 mr, 0,575 mMmons) moaBepraiu
peaKIy BBEACHHS 3aIUTHBIX TpyI, ucrnoub3ys TBDMC xmopun (108 mr, 0,7191 mmons), umumazon (98 wmr,
1,438 mmons) 1 DMAP (88 mr, 0,719 mmons) B IM® (5 mn), npu KT B Tedenue 1 49, 9To JaBajiio ChIpoOi Mpo-
nykT. [TonmydeHHBIH CHIpOH MPOAYKT OUYHIIAIH C TOMOIIBIO KOJIOHOYHOM Xpomarorpaduun Ha cuinkarene 60-120,
ucnonb3yst 1%-np1ii Mmeranon B DCM B kadecTBe dJI0€HTa, IMOJIydas YKa3aHHOE B 3aroJIOBKE COEIWHEHUE
(216 mr, 78,2%).

KXMC m/z = 480,2 (M+1)".

Cramus 3. Ilomydyenue 5-(4-((TpeT-OyTHIIIMMETHICHIINIT)OKCH ) TUITEPUANH- 1 -11)-2-MOp]OIMHOTHA30II0-
[4.5-bmupunun-6-amuHa.

Hcmone3ys Te ke camble YCIIOBHUS peaKIiy, KOTOPhIE OMMMCaHbI sl cTaguu 2 npuMepa 38, 4-(5-(4-((tpet-
Oy THIIIUMETHIICHITIIT ) OKCH ) TUIIEPUANH- | -1 )-6-HATpOTHA30710[ 4. 5-b [mupuauH-2-1n)MophoJIiH (215 MT,
0,448 MMOJTb) BOCCTaHABIMBAIN C MOMOIIBIO Topomka IuHKa (2 33 wmr, 3,583 MMoJb) U XJopuaa aMMOHUS
(387 mr, 7,16 mmonb) B cmecu TT'®/meranosn/H,O (20 Ma/5 Ma/2 M), 9To IaBajo yKa3aHHOE B 3aroJIOBKE CO-
enunenwue (161 mr, 80%).

KXMC m/z = 4502 (M+1)".

Craaus 4. Iomyuenue N-(5-(4-((Tper-Oy THILANME TUIICHITIIT ) OKCH ) TUIIEPUINH- | -1T)-2 -
MopdosmHOoTHa3010[4.5-b | mupuuH-6-111)-2-(2-Me THIIHPHUINH-4-1IT)0Kca30i1-4-kapOokcamMuaa.

Hcmonp3yss Te »ke caMble YCIOBUSI pEaklHH, KOTOpbIE OMNHMCAaHbl s craguud 6 mpumepa |,
5-(4-((TpeT-0y THIIMMETHIICHIINIT)OKCH ) TUIIEPUANH- | -1i1)-2-MopdonmHoTHa30510[ 4. 5-b | mupunnH-6-aMuH
(160 wmr, 0,355 MMoOIIb) TIO/ABEpTraId B3aUMOACHCTBUIO C 2-(2-METHINHUPHUINH-4-1T)0KCca30i-4-KapOOHOBOW KH-
cioroit (91 mr, 0,444 mmons), ucronsdyss HATU (202 wmr, 0,532 mmois) u DIPEA (0,183 wmr, 1,42 mMmois) B
JAM® (5 mm), uTo maBano ykazaHHOE B 3arojioBke coeauaeHue (192 mr, 68%).

KXMC m/z = 634,3 (M-1)".

Cramus 5. IMonmyuenne N-(5-(4-ruppoxcununepuaus-1-wmn)-2-mopdomrHoTrazono[4.5-b]mupunna-6-mr)-
2-(2-MeTHInHpUANH-4-1IT)0OKca30i-4-kapObokcaMuaa.

Hcmonb3ys Te e caMble YCIIOBUS PEaKIMK, KOTOpBIe ONMUCaHbI Ais cTanuu 8 mpumepa 1, N-(5-(4-((Tpet-
OyTHIIIMMETHIICHIINII)OKCH ) TUIIEPUANH- | -1i1)-2-MopdonmHoTHAa30510[4.5-b [mupuanH-6-1m1)-2-(2-MeThi-
NUpHUINH-4-1i1)oKcasoi-4-kapookcamuy (191 mr, 0,3 MMOJIb) HOABEPTaIH yIAICHHUIO 3AIUTHBIX TPYIII, UCIIOJb-
3ys cmechb pactBop HCI B metanosie/meranon (5/5 min), 4To 1aBajio yka3zaHHOE B 3arojioBke coenunaenue (130 wmr,
83,3%).

'H SIMP (CDCls, 300 MTI'w): & 9,87 (c, 1H), 9,05 (c, 1H), 8,70-8,68 (u, 1H), 8,40 (c, 1H), 7,85 (c, 1H),
7,75-7,73 (1, 1H), 3,99-3,93 (m, 1H), 3,84-3,81 (m, 4H), 3,70-3,67 (M, 4H), 3,35-3,30 (M, 2H), 3,11-3,08 (M, 2H),
2,68 (c, 3H), 2,22-2,15 (m, 2H), 2,13-1,97 (m, 2H), 1,69-1,68 (m, 1H).
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KXMC 94,22%, m/z = 522,2 (M+1)". BOXKX: 97,51%.

ITpumep 85.

(R)-N-(5-(3-T'mmpokcurmmuppoiauau- 1 -ui)-2-mopoauHoTHa30510[ 4. 5-b JmupuaunH-6-mm)-2-(2-
METHIIITAPUIUH-4-1JT)0KCca3071-4-KapOokcaMu g
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Cramqus 1. [Monyuenwue (R)-N-(5-(3-((TpeT-0y THIIIUMETHIICAIIFIT ) OKCH ) TUPPOTH I H- | -11)-2 -
MopdoarHOTHA30J10[4.5-b [ mupuanH-6-11)-2-(2-Me THIHPU AMH-4 -HIT) OKCca30J1-4-KapOoKcaMHu/Ia.

Hcmone3ys Te ke camble YCIIOBUS peaKliy, KOTOpPhIe OMMCaHbI Ais ctaguu 6 mpumepa 1, (R)-5-(3-((Tper-
Oy THIITMMETHIICHIIMI)OKCH )TUPPOSTUINH- | -11)-2-MopdosrHoTHA3010[ 4. 5-b |[mupuauH-6-aMuH (IIPOIYKT CO CTa-
qun 3 npumepa 79) (150 mr, 0,34 MMoIIB) IOABEPTaIN B3aUMOAEHCTBUIO € 2-(2-MeTHIITUPUANH-4-H1IT)OKCa30I1-4-
kapOoHoBoW kucioroi (85 mr, 0,413 mmons), ucmons3zys HATU (196 wmr, 0,517 mmons) u DIPEA (177 wr,
1,37 mmozp) B JIM® (8 mut), uto maBayio ykazaHHOE B 3aroiioBke coequHenue (120 mr, 52,1%).

KXMC m/z = 622,3 (M+1)".

Cranus 2. [Tonmyuenue (R)-N-(5-(3-runpokcunupponuans-1-mn)-2-mopdonraornaszono[4.5-bnupuaun-6-
11)-2-(2-MeTUIIHPUANH-4-1JT ) OKca30J1-4-kapObokcaMuaa.

Hcmonb3ys Te e caMble YCIIOBUS peakIMH, KOTOpble onmucaHbl jis craguu 8 mpumepa 1, (R)-N-(5-(3-
((TpeT-0y THIAMME THUIICHITHI ) OKCH ) TUPPOJIU U H- | -111)-2-Mop hommHOoTHA30510[4.5-b [mupuanH-6-m)-2-(2-
METWITHPUANH-4-11)oKkcazon-4-kapbokcamug (120 mr, 0,1759 mMmoinp) momBepramv yOAICHUIO 3allUTHBIX
Tpymm, ueronb3yst cMech pactBop HCI B Meranose/meranoa (5/5 mur), 9To IaBajio yKa3aHHOE B 3aroJIOBKE CO-
enunenue (77 mr, 65%).

'H IMP (JIMCO-dg, 400 MT'm): & 9,99 (¢, 1H), 8,96 (c, 1H), 8,69-8,68 (x, 1H), 7,86 (c, 2H), 7,78-7,76 (x,
1H), 4,48 (c, 1H), 4,27 (¢, 1H), 3,74-3,72 (m, 4H), 3,64-3,52 (m, 6H),2,59 (c, 3H), 2,09 (c, 1H), 1,89-1,87 (M,
1H), 1,84-1,77 (m, 1H).

KXMC 97,25%, m/z = 508,2 (M+1)". BDXKX: 95,18%.

ITpumep 86.

N-(5-(4-T'mnpoxcununepunns-1-mn)-2-mopdoarnnornaszomnol4.5-bnupuaun-6-umn)-5-(2-Me THIIHUPUIUH-4 -
wi)dypan-2-kapOokcamu

N

o N4 |
Aase!
OH

Cramust 1. Tomyuenme  N-(5-(4-((TpeT-OyTHIIUMETHIICHINII)OKCH )TUIIEPUANH- | -1i1)-2-MOpQONNHO-
trazosno[4.5-bnupuaun-6-nn)-5-(2-meTunnupuauH-4-mi)dpypan-2-kapOokcamuia.

Hcnonp3yst Te ke camble YCIIOBHS peakIWH, KOTOpBIE ONMUCaHbl Iyl craauu 6 mpumepa 1, 5-(4-((tper-
OYTHILAMMETHIICUITIIT ) OKCH ) TUITEPHUIUH- | -11)-2-MopdonuHOoTHA30110[4.5-b [IupuIuH-6-aMUH (TIPOAYKT CO CTa-
qun 3 npumepa 85) (150 mr, 0,334 MMonb) moBepraiy B3auMOICHCTBHIO ¢ 5-(2-MeTmmupunua-4-un)ypan-2-
KapOOHOBOM KHCIOTOU (mpomexkyTouHoe coexaunenue 18) (68 mr, 0,334 mmonb), ucronsdys HATU (190 wr,
0,501 mmoup) 1 DIPEA (172 wmr, 1,336 mmons) B IM® (5 M), 94To 1aBajo yKa3aHHOE B 3aroJIOBKE COSIMHEHUE
(165 mr, 77,8%).

KXMC m/z = 633,3 (M-1)".

Cramus 2. IMomyuenne N-(5-(4-ruppoxcununepuans-1-wmn)-2-mopdomuHoTrazono[4.5-b]mupunna-6-mm)-
5-(2-metnnmupuanH-4-11) P ypaH-2-kapOookcaMua.

Hcnonp3ys Te e caMble YCIOBUSI PeakiMy, KOTOpbIe omucaHbl st ctanuu 8 npumepa 1, N-(5-(4-((tper-
OYTHIIIMMETHIICHIINII)OKCH ) TUIIEPUANH- | -1i1)-2-MopdonmHoTHAa30510[4.5-b [nupuanH-6-1m)-5-(2-MeThi-
nupuauH-4-ui)pypan-2-kapookcamun (160 mr, 0,252 MMonb) mojaBeprany yAaJIeHUIO 3alIMTHBIX TPYIII, HC-
nonb3yst cMech pactBop HCl B meranone/meranon (5/5 mir), 4To naBano yKa3aHHOE B 3aroJIOBKE COEIAMHEHHUE
(107 mr, 81,6%).

'H IMP (IMCO-dg, 300 MT'm): & 9,61 (c, 1H), 8,58 (c, 1H), 8,55-8,53 (n, 1H), 7,74 (c, 1H), 7,68-7,67 (n,
1H), 7,45-7,44 (n, 2H), 4,74 (c, 1H), 3,74-3,73 (M, 4H), 3,66-3,58 (M, 5H),2, 90-2, 83 (M, 2H), 2,56 (c, 3H), 2,71-
1,88 (m, 2H), 1,64-1,61 (M, 2H).

KXMC 99,09%, m/z = 521,2 (M+1)". BDXKX: 95,12%.

ITpumep 87.

N-(5-(Azernaun-1-un)-2-(munepunut- 1 -uin)ruazono[4.5-b JnupuauH-6-wm)-2-(2-Me THITUPUIAH-4 -
MIT)0Kca3o-4-kapOokcaMu
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Cranus 1. [lomyuenne 5-(azetunun-1-un)-6-autpo-2-(unepuaus- 1 -mr)tuazono[4.5-b Jnupuanna.

Hcnonb3ys Te *e camble YCIOBHUSI peaklUH, KOTOpbIE OMUCaHbl ISl cTanuu 1 mpumepa 38, S5-xmop-6-
HUTpO-2-(TunepuanH-1 -un)trazono[4.5-bjmupuaua  (mpoaykTr co crtamuu 2 mpumepa 22) (250 wr,
0,8389 MMoJIB) MOABEpraJid peakinuy 3aMeNIeHHs ¢ THapoxyiopuaoM azeruauaa (117 mr, 1,2583 mmonb), wc-
MoJIB3ysl KapOoHaT HaTpus (267 mr, 2,5167 mmons) u JIM® (5 i), npu KT B TedeHHe HOYM € IMOTYICHHEM YKa-
3aHHOTO B 3aroyioBke npoxykra (170 mr, 63,43%).

KXMC m/z = 320,1 (M+1)".

Cramus 2. [Tomydenne 5-(azetuans- 1 -un)-2-(munepuanH- 1 -wn)tuazono[4.5-b jnupuauH-6-amMmuHa.

Hcnonp3yst Te ke camble YCIIOBHS PEeaKIMH, KOTOPBIE OMMCAHbI JUIs cTaauu 2 npumepa 38, S-(azeTuanH-1-
Wi)-6-HATPO-2-(unepunus- 1 -un)ruazono[4.5-bjmupuaua (170 mr, 0,5329 MMOIB) BOCCTaHABIUBAIH C TIOMO-
b0 mopomka uuHka (228 mr, 4,2633 mMMmonb) U xjnopuna amMmmoHus (558 wmr, 8,5266 mMmoib) B cMecu
Tr'®/meranon/H,O (10 mur/2 mi1/1 M), 9To maBayio ykazaHHOE B 3arosioBke coenuHenue (140 mr, 90,9%).

KXMC m/z =290,1 (M+1)".

Cramust 3. Tlomyuenme N-(5-(asermams-1-wmn)-2-(munepuaus-1-ui)ruaszono[4.5-blmmpnans-6-mm)-2-(2-
METWITTHPUIRH-4-1IT)0Kca30i1-4-kapObokcaMuaa.

Hcnone3ys Te ke caMble yCIOBUS PeaKIMH, KOTOPBIE OMFCAHBI s cTaauu 6 mpumepa 1, 5-(azerunus-1-
nn)-2-(munepuaus- 1 -w)Truazono[4.5-b mupunun-6-amua (140 mr, 0,4844 MMoIb) TOIBEpTaaM B3aWMMOJICHCT-
BHIO C 2-(2-MeTWIMUpUAHH-4-u)okca3on-4-kapOboHoBoit kucimotor (119 wmr, 0,5813 mMomnb), HCHONB3YS
HATU (294 wr, 0,6297 mmonp) u DIPEA (0,338 M, 1,9377 mmons) B IM® (3 min), 9To maBano ykazaHHOE B
3aroyioBke coequaenue (96 mr, 41,73%).

'H SIMP (CDCls, 400 MT'n): & 8,70-8,69 (z, 1H), 8,55 (c, 1H), 8,38-8,36 (1, 2H), 7,81 (c, 1H), 7,78-7,76
(m, 1H), 4,24-4,20 (T, 4H), 3,65 (c, 4H), 2,69 (c, 3H), 2,40-2,33 (M, 2H),1,69(c, 6H).

KXMC 100%, m/z = 476,1 (M+1)". BDXKX: 97,70%.

ITpumep 88.

2-(2-Metnnmupunusa-4-un)-N-(2-(nunepuani- 1 -un)-5-(nupponmans- 1 -min)tnazono[4.5-b nupuaus-6-
WIT)O0KCa301-4-KapOoKcamu,T

S N NH
Oy

Cranus 1. [Tonmyuenne 6-HUTpO-2-(MnepunuH-1-wmm)-5-(nmupponunus-1-mi)tuazono[4.5-b|nupruauna.

Hcnonp3yss Te jke caMble YCIOBHS pCakIUH, KOTOPBIC ONMCaHbBl i cTamuu 1 npumepa 38,
5-x10p-6-HUTPO-2-(TIHTIepUUH- | -11)THa3010[4.5-b|Jnupuans (IpoAyKT co craamu 2 npumepa 22) (250 wr,
0,8389 MMOJIb) TTOABEPTANN peakuy 3aMerieHus ¢ muppoiuauaoM (90 mr, 1,2583 MMoub), HCTTONB3Ys KapOo-
Hat Hatpus (178 mr, 1,6778 mmonb) 1 IM® (5 mi), mpu KT B TedeHne HOUH € MOJTyISHUEM YKa3aHHOTO B 3aro-
noBke mpoaykTa (200 mr, 71,42%).

KXMC m/z = 334,1 (M+1)".

Cramus 2. [Tomydenne 2-(munepuauH- 1 -wmn)-5-(mupponuani- 1 -ur)tnazono[4.5-b |mupuanH-6-aMuHa.

Hcmonb3ys Te e caMble YCIIOBUS peaKIWH, KOTOPBIE ONMUCAHBI JUIA CTaaud 2 mpuMepa 38, 6-HUTPO-2-
(munepuauH-1-um)-5-(mupponuaus- 1 -un)trazono[4.5-bnupuaun (200 mr, 0,5998 MMoIb) BoccTaHABIMBAIU C
MOMOIIBI0 TOpOIIKa IMHKA (257 wmr, 4,7988 mmonp) u xmopuna ammonus (628 mr, 9,5977 mMone) B cMecu
Tr'®/meranon/H,O (10 mur/2 mi/1 mit), 9To maBaiio yka3aHHOE B 3aroyioBke coequuenue (140 mr, 76,92%).

KXMC m/z =304,1 (M+1)".

Cragus 3. Iomyuenue 2-(2-metunmupuanH-4-mn)-N-(2-(munepuaus- 1 -ui)-5-(mupponuus- 1 -
W) THa3010[4.5-bnmupunuH-6-1n)okcazon-4-kapOokcamuia.

Hcmonb3ys Te ke caMble YCIOBHS Peakllii, KOTOPbIE OMMMCAHbI IS CTaauu 6 npumepa 1, 2-(nmunepuanH-1-
nn)-5-(mupponuaus- 1 -mn)trazono[4.5-bmupuaua-6-amun (100 mr, 0,3300 MMoIB) TIOABEPTATM B3aUMOACHCT-
BHIO ¢ 2-(2-MeTHITUpHINH-4-MT)0Kca301-4-kapOoHoBo#t kuciortoit (81 mr, 0,3960 mmons), ucnonszys HATU
(163 wmr, 0,4290 mmoms) u DIPEA (0,23 M, 1,3201 Mmmons) B JIM® (3 M), 9TO 1aBajio yKazaHHOE B 3aT'0OJIOBKE
coenuaeHue (59 Mr, 36,64%).

'H SIMP (CDCls, 300 MTI'): & 8,95 (c, 1H), 8,69-8,68 (1, 1H), 8,48 (c, 1H), 8,39 (c, 1H), 7,79 (c, 1H),
7,73-7,71 (7, 1H), 3,75-3,65 (M, 4H), 3,55-3,49 (M, 4H), 2,67 (c, 3H), 1,99-1,94(m, 4H), 1,69 (c, 6H).

XKXMC 98,26%, m/z =490,1 (M+1)". BOXKX: 97,87%.
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ITpumep 89.
2-(2-Metunmpunua-4-min)-N-(2-mopdonanHo-5-(mupponuaus- 1 -uim)truaszono[4.5-b lnupuans-6-
MIT)0Kca3on-4-kapOokcaMus

PV
0. O N
I o Y
o M

Cranus 1. [lomyuenne 4-(6-HuTpO-5-(TTUpponuauH- 1 -mm)tuazono[4.5-bnupuaun-2-nn)mopdonuna.

Hcnone3ys Te ke caMble YCIOBHsI peakiUM, KOTOpble omucaHsl i cTaguu 1 nmpumepa 38, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupumus-2-wn)mopdonu (npoaykt co craauu 4 mpumepa 20) (200 mr, 0,666 MMOIB)
MOJIBEPTalid peakuu 3amenieHus ¢ muppoiauauHoM (71 mr, 0,999 mMos), ucnonb3ys kapOooHat kamus (275 mr,
1,998 mmoinp) u JIM® (5 mun), npu KT B TedeHwe HOUM ¢ TOJydEHHEM YKa3aHHOTO B 3arojiOBKE MPOJIYKTa
(200 mr, 89,68%).

KXMC m/z = 336,0 (M+1)".

Cramus 2. [Tomyaenne 2-mopdonauHOo-5-(TuppoauanH- 1 -uin)trazono[4.5-b JnupuauH-6-aMuHa.

Hcmonb3ys Te e caMble YCIIOBUS PeaKIMK, KOTOPBIe ONMMCAHBI i cTaauu 2 npumepa 38, 4-(6-HUTpo-5-
(rmppommans-1-mn)tnazono[4.5-bmupunus-2-wn)mopdonun (200 mr, 0,597 MMoOIb) BOCCTaHABIMBAIM C TIO-
Momplo nopomka 1wmHKa (310 mr, 4,776 mmonb) m xinopuzaa ammonus (515 wmr, 9,552 mMmonb) B cmecu
Tr'®/meranon/H,O (10 mur/2 mi/1 mit), 9To maBaiio yka3aHHOE B 3arojioBke coequnenue (200 Mr, ceIpoit).

KXMC m/z = 306,1 (M+1)".

Cranmus 3. 2-(2-Metunnupuana-4-min)-N-(2-mopdonuno-5 -(upposuaus- 1 -mm)tuazono[4.5-b | nupuaun-6-
WIT)OKca301-4-KapOOKCaMuI.

Hcnonp3ys Te xe camble yCIOBHUSI pEaKLUK, KOTOPBIE OMMCaHbl Ui cTaauu 6 mpumMepa 1, 2-mopdomanHo-5-
(muppomuana- 1 -un)trazono[4.5-b|mupuaua-6-amua (100 mr, 0,327 MMOJIB) MOABEprayid B3aUMOJCHCTBHIO C
2-(2-mMeTnmupuANH-4-1i1)0Kca3oi-4-kapoboHoBoi kucioTor (80 mr, 0,393 mmons), ucnonszys HATU (186 wmr,
0,490 mmons) u DIPEA (169 mr, 1,3081 mMonp) B JIM® (5 mur), 9To AaBalio yKa3aHHOE B 3ar0JIOBKE COEIHMHE-
aue (90 mr, 56,2%).

'H SIMP (CDCls, 300 MI'u): & 8,94 (c, 1H), 8,70-8,68 (1, 1H), 8,52 (c, 1H), 8,40 (c, 1H), 7,79 (c, 1H),
7,73-7,71 (1, 1H), 3,83-3,80 (M, 4H), 3,70-3,65 (M, 4H), 3,56-3,52 (M, 4H),2,68(c, 3H), 2,00-1,95 (M, 4H).

KXMC 100%, m/z = 492,1 (M+1)". BDXKX: 97,29%.

ITpumep 90.

5-(2-Merunnupuana-4-ui)-N-(2-mopdonmHo-5-(nunepunus- 1 -mm)tuazono[4.5-b nupuaun-6-nn)dpypan-
2-kapOoKcamu

7\ s N NH
QLJNH%]QE[T:]

Hcnonp3yst Te e camble yCIOBUsI PEakLK, KOTOpBIE OIMCAaHbI IS cTaauy 6 npumMepa 1, 2-MopdoianHo-5-
(uniepunuH- 1 -wn)Traszono[4.5-bJnupuanH-6-amMuH (IPoAyKT co ctamuu 6 mpumepa 20) (150 mr, 0,468 MmMob)
MOZBEPTAN B3aUMOJCHCTBHIO ¢ S5-(2-MeTHanupuanH-4-mi)pypaH-2-KkapOOHOBOW KHCIIOTOH (IPOMEXYTOYHOE
coenunenue 18) (114 wmr, 0,562 mmons), ucnonszys HATU (267 wmr, 0,702 mmons) u DIPEA (241 wr,
1,872 Mmmons) B AM® (5 Mi1), ¢ TOTydeHHEM YKa3aHHOTO B 3aroyioBKe coenuHerns (60 mr, 25,4%).

'H SIMP (CDCls, 400 MI'n): & 9,08 (c, 1H), 8,58-8,57 (n, 1H), 7,58 (c, 1H), 7,44-7,42 (n, 1H), 7,35-7,34
(m, 1H), 7,02-7,01 (m, 1H), 3,84-3,82 (M, 4H), 3,71-3,68 (M, 4H), 3,13-3,10 (M, 4H),2,64(c, 3H), 1,99-1,86 (M,
4H), 1,69 (c, 2H).

XKXMC 100%, m/z = 505,3 (M+1)". BDXKX: 95,52%.

ITpumep 91.

N-(5-(Azemnan-1-mn)-2-mopdonuroTHa3010[4.5-b [TUpUANH-6-11T)-2-(2-MEe TP U AUH-4-FJT) OKCa30J1-4-
KapOoKcaMuI

o)

o] fN, \ N

— S\NH
o N4 |

7/ N N/'D

Cramus 1. [Tomyaenne 4-(5-(azenan-1-mn)-6-HuTpoTHa300[4.5-b [mupunua-2-uia)MopoIruHa.
Hcmone3ys Te e camble yCIOBUS PEaKIMK, KOTOPhIe ONMMcaHbl I ctanun 1 mpumepa 38, 4-(5-xmop-6-
HUTPOTHA30510[4.5-b]mupumus-2-wn)mopdonus (poaykr co cramuu 4 npumepa 20) (250 mr, 0,8333 mmous)
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MOZIBEPTaI PeakLUK 3aMeleHus ¢ azernaHoM (165 mr, 1,6666 MMoib), ucnonk3ys kapOoHar Harpus (221 wr,
2,0833 mmons) u JIM® (4 M), npu temrieparype 80°C B TeueHue 2 4 ¢ MOJy4YEHHEM YKa3aHHOTO B 3aroJjOBKE
npoaykta (200 mr, 66,22%).

KXMC m/z = 364,0 (M+1)".

Cramus 2. [Tomydenune 5-(azenan-1-wmin)-2-mopdonmnHoTHa3070[4.5-bmupuanH-6-aMuHa.

Hcmonb3ys Te ke camble YCIIOBHUS PEaKIIUH, KOTOPhIE OTMMCAHKI sl cTaanu 2 mpuMepa 38, 4-(5-(azenan-1-
W1)-6-HUTPOTHA30J10[4.5-b | mupuanH-2-un)mMopdonud (200 mr, 0,550 MMOIB) BOCCTAaHABJIMBAIK C TMOMOIIBHIO
mopomka nuHka (236 wmr, 4,407 Mmonb) u xmopunma ammonms (577 wr, 8,8154 mmoms) B cMecH
Tr'®/meranon/H,O (10 mur/2 mMi/2 M), 9TO IaBaiio ykazaHHOE B 3aroyioBke coequuenue (100 mr, 52,93%).

KXMC m/z = 3343 (M+1)".

Cragus 3. Iomyuenue N-(5-(azenan-1-wmn)-2-mopdonunoTHazono[4.5-b | nupuaun-6-mi)-2-(2-
METHITHPUIAH-4-HIT)0KCa30J1-4-KapOoKcaMuia.

Hcnonp3ys Te jxe caMble YCIOBUS PEaKIiu, KOTOPBIC OMUCAHBI TS cTaauu 6 mpuMepa 1, 5-(azenan-1-wmm)-
2-mopdonmHoTHaz0m0[4.5-b|mupuana-6-amua (100 mr, 0,300 MMoNB) TOABEpPraiM B3aMMOJCHCTBHIO C
2-(2-MeTunmHUpuANH-4-1i1)0Kca3oi-4-kapOboHoBol kucioTon (74 mr, 0,360 mmons), ucnonszys HATU (149 wr,
0,390 mmonp) u DIPEA (0,21 mi1, 1,2012 mmoms) B IM® (5 M), 94To 1aBaio ykazaHHOE B 3aroJIOBKE COCIHHE-
Hue (84 mr, 53,84%).

'H SIMP (CDCls, 300 MI'u): & 9,85 (c, 1H), 9,07 (c, 1H), 8,69-8,67 (1, 1H), 8,40 (c, 1H), 7,83 (c, 1H),
7,72-7,71 (1, 1H), 3,84-3,81 (M, 4H), 3,70-3,67 (M, 4H), 3,39-3,32 (M, 4H),2,67(c, 3H), 1,93 (c, 8H).

KXMC 89,19%, m/z = 520,2 (M+1)". BDXKX: 95,29%.

IIpumep 92.

Tunpoxiopun 2-(2-amuHonupuauH-4-m)-N-(2-mopdonuno-5-(umepuaus- 1 -u)Traszono[4.5-b |nupuaus-
6-mi1)okcazon-4-kapOokcamua

NH
ra_ =
Y/
o VUM
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Hcnonp3yst Takue ke yCJIOBUS PEaKIiK, KOTOphIe ONHCaHbl B mpumepe 45, 2-MopdoauHo-5-(TunepuanH-
1-mm)trazono[4.5-bnupuaun-6-amuH (mpoaykt co craxuu 6 npumepa 20) (70 mr, 0,2191 MMonb) noaBepraiu
B3auMozeiicteuio ¢ 2-(2-((Tper-OyToKCHKapOOHMIT)aMHHO )TUPUANH-4-MIT)0KCa301-4-KapOOHOBOH  KHCIIOTOH
(mpomexyrounoe coenunenue 19) (74 mr, 0,2410 mmons), ucionbzys HATU (108 mr, 0,2848 mmons) u DIPEA
(0,153 mu, 0,8765 mmonb) B IM® (2 M), ¥ 3aTeM HOABEPraiy yJaJCHUIO 3alIMTHBIX TPYIII, HCIOJIB3Ys pac-
tBop HCI B Metanone/DCM (2/5 min), 9T0 naBayio CeIpoi mpoayKT. IIpoAyKT 3aTeM OYHUIIAIN C TIOMOIIBIO MPETL.
B3OXX u obpadatsiBasn pactBopoM HCl B MeTaHoOJIE, UTO JaBalio yKa3aHHOE B 3ar0JIOBKE COeAMHEHUE (47 MT,
52,80%).

'H IMP (JIMCO-dg, 400 MI'n): § 9,61 (c, 1H), 9,19 (c, 1H), 8,91 (c, 1H), 8,49-8,41 (m, 2H), 8,21-8,19 (z,
1H), 7,53 (¢, 1H), 7,30-7,28 (m, 1H), 3,74-3,73 (M, 4H), (3,52-3,60 (M, 4H), 3,06-3,01 (M, 4H), 1,82-1,78 (M,
4H), 1,64-1,61 (m, 2H).

KXMC 93,04%, m/z = 507,2 (M+1)". BDXKX: 98,15%.

ITpumep 93.

N-(5-(Azerunun-1-un)-2-MophoruHOTHA30I0[4.5-b [mHpunuH-6-11)-2-(2 -MEe THIIIH PUTHH-4-HIT) OKCa30.1-4 -
KapOoKcaMuI

PYe
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SN Sy
o N

N N\j

Hcnonp3ys Te ke caMble yCIOBUS PeakIMH, KOTOPBIE OMFCAHBI s cTaauu 6 mpumepa 1, 5-(azerunus-1-
n)-2-mMopdoarHOTHA3010[4.5-b [mupuanH-6-aMuH (poaykT co craauu 2 mpumepa 80) (100 mr, 0,344 MMoIIb)
MOJIBEPTalii  B3aUMOJEUCTBUI0O C  2-(2-MeTHITUPHUINH-4-HT)0Kca30I-4-kapOoHoBo  kucimotoi (105 wr,
0,517 mmomnb), ucnons3yst HATU (196 mr, 0,517 mmons) u DIPEA (177 mr, 1,376 mMoinb) B JIM® (5 mi), ¢
TIOJIy9eHNEM YKa3aHHOTO B 3aroyioBke coenuHerns (40 mr, 25,0%).

'H SIMP (CDCl;, 300 MI'n): & 8,71-8,69 (1, 1H), 8,57 (c, 1H), 8,42-8,39 (x, 2H), 7,81 (c, 1H), 7,75-7,73
(m, 1H), 4,26-4,21 (T, 4H), 3,84-3,80 (M, 4H), 3,69-3,66 (M, 4H), 2,69 (c, 3H),2,39-2,34(m, 2H).

KXMC 94,95%, m/z = 478,1 (M+1)". BDXKX: 98,37%.

ITpumep 94.

(R)-N-(5-(3-T'mnpoxcununepuans- 1 -mn)-2-mopdonunornazono[4.5-bmupunun-6-mm)-2-(2-
METHITHPUINH-4-HIT)0KCa30J1-4-KapOOKcaMu I
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Cramus 1. [Tomyaenune (R)-1-(2-mopdonmHo-6-HUTpOTHA3010[4.5-b |MupuauH-5-1n) munepuaua-3-oa.

Hcrmonb3ys Te e camble yCIOBUS PEAKIMK, KOTOPhIE ONMUCaHbl s cTanuu 2 mpumepa 43, 4-(5-xmaop-6-
HUTpOTHA3070[4.5-b]mupumus-2-wn)mopdonu (npoaykt co craaun 4 mpumepa 20) (400 mr, 1,333 mmons)
MOJIBEPrajii peaklu 3aMelleHus, UcTonb3ys ruapoxiopus (R)-nunepunun-3-oma (218 mr, 1,6 mMmoinb), uc-
nonb3ys kKapoonat kanust (552 mr, 4 mmous) B JIM® (5 mu), npu KT B Teyenue 14 4, monmydast ykazaHHoe B 3a-
ronoBke coeaunenue (420 mr, 86,4%).

KXMC m/z = 3653 (M+1)".

Cramqus 2. [Monyuenne (R)-4-(5-(3-((TpeT-0y THIANME THIICHITIIT ) OKCH ) TTUTICPUTHH- | -1 )-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)MopdomrnHa.

Hcnonp3ys Te ke caMmble YCIOBHS pEakIiH, KOTOpbIe ONMCAaHBI Ui CTaguu 2 mnpumepa 41,
(R)-1-(2-mopdonmHo-6-aUTpOTHA3050[4.5-b |MupuauH-5-wn)nmunepuanH-3-ona (420 mr, 0,903 mMmob) moaBep-
TIM peakluy BBENEHUS 3alUTHBIX Tpym, ucnoiab3ys TBDMC xmopua (110 mr, 0,903 mMMomnb), ©MHIA30IT
(92 wr, 1,354 mmons) 1 DMAP (204 mr, 1,354 mmonb) B JIM®/DCM (10/2 mi), pu KT B Teuenne 0,5 4, 910
JTABaJIO CHIPOH MPOAYKT. [ToMydeHHBIH CHIPOI MPOAYKT OYHUIIATH C IOMOIIBI0 KOJIOHOYHOW XpoMaTorpadpuu Ha
cunukaresne 60-120, ucnonb3ys 2%-ubiii MeTaHoa B DCM B kayecTBe dJI10€HTa, N0JIy4asi yKa3aHHOE B 3ar0JIOBKE
coemquaeHue (520 Mmr, 94,5%).

KXMC m/z = 480,2 (M+1)".

Cramus 3. [omyuenme (R)-5-(3-((TpeT-OyTHIIUMETHIICHII)OKCH ) TUIIEPUINH- | -11)-2-MOpHOITMHO-
THa30i0[4.5-bmupuauH-6-aMuHa.

Hcmone3ys Te ke camble YCJIOBUS peaklid, KOTOpbIe omucaHbl Jist ctaguun 2 mpumepa 38, (R)-4-(5-(3-
((TpeT-0y THIAMME TUIICHITHAI ) OKCH ) TUTIEPU U H- | -1T)-6-HUTpOTHA30J10[4.5-b [mupunuH-2-mn)mopdomua (520 mr,
0,898 MMOJIb) BOCCTaHABIMBAIN C TOMOINBIO TOpomika 1uHka (467 mr, 7,184 MMoIlb) M XJIOpUAa aMMOHUS
(776 mr, 14,368 mmons) B cmecu TT'®D/Boma (20/5 M), 9To maBajio ykazaHHOE B 3arojioBke coeaunenue (500 mr

crude).
KXMC m/z = 450,0 (M+1)".
Craaus 4. Iomyyenue (R)-N-(5-(3-((Tper-Oy THIIAMM e THIICHITIIT ) OKCH ) TUITEpUANH- | -1T)-2-

MopdosmHOoTHa3010[4.5-b | mupuuH-6-111)-2-(2-Me THIIIHPHUINH-4-1IT)0Kca30i1-4-kapOokcamMuaa.

Hcnonp3yst Te ke caMmble YCJIOBHSI peakiiu, KOTOpbIe OMMCcaHbl uid ctaguu 6 npumepa 1, (R)-5-(3-((rper-
OYTHIIAMMETHIICUITIIT ) OKCH ) TUITePUIUH- | -11)-2-MOponrHOTHA30110[ 4. 5-b |THpUIHH-6-aMUH (120 MT,
0,266 MMOJB) MOABEpragM B3aMMOJCHCTBHIO € 2-(2-METHINHPHIMH-4-HI)0KCca30i-4-KapOOHOBOHW KHCIOTOH
(81 wmr, 0,399 mmons), ucnonszyss HATU (152 wmr, 0,399 mmons) u DIPEA (137 wmr, 1,064 mmons) B JIM®
(3 M), 9TO MABANIO CHIPOE YKa3aHHOE B 3arojioBke coemuHeHue (200 mr).

KXMC m/z = 636,2 (M+1)".

Cramus 5. Tlonmydyenue (R)-N-(5-(3-ruapoxcununepuant-1-mmn)-2-mophommHoTHa300[4.5-b]mupunnH-6-
11)-2-(2-MeTUIIHPUANH-4-1JT ) OKca30J1-4-kapObokcaMuaa.

Hcmonb3ys Te ke caMble YCIOBHS peaKInd, KOTOpbIe onmucaHbl it craguu 5 npumepa 77, (R)-N-(5-(3-
((TpeT-0yTHIIMMETHIICHIIIT)OKCH ) TUIIEPUIAH- | -11)-2-MopdonHoTHa30110[ 4. 5-b JinpuanH-6-mm)-2-(2-
METWIMTUPUINH-4-1T)0Kcazou-4-kapookcamu (200 mr, 0,314 MMoOIIb) HOABEPTaiy YAAICHHUIO 3aIIUTHBIX TPYIII,
ucnons3yst TBAF/TT'® (2/5 mui), uto gaBano ceipoii nmpoxyKT. IlomydeHHBIH CHIPOH MPOAYKT OYUINAIN C TIOMO-
MIBIO Ipel. IIACTUHBI, Uconb3ys 5%-Helil MeTanon B DCM B kauecTBe 3JIIOEHTA, MOJIydasl YKa3aHHOE B 3aro-
noBke coenunenue (50 mr, 30,4%).

'H SIMP (CDCls, 400 MT'n): & 9,92 (c, 1H), 9,05 (c, 1H), 8,75 (c, 1H), 8,40 (c, 1H), 7,87 (c, 1H), 7,69-7,67
(n, 1H), 4,15 (c, 1H), 3,84-3,82 (m, 4H), 3,71-3,69 (M, 4H), 3, 39-3,36 (M, 1H), 3,34-3,31 (m, 3H), 3,12-3,05 (M,
1H), 2,68 (c, 3H), 2,20-2,10 (M, 1H), 1,90-1,60 (M, 3H).

KXMC 97,74%, m/z = 522,2 (M+1)". BDXKX: 98,12%.

ITpumep 95.

(R)-N-(5-(3-T'mmpokcununepuan- 1 -um)-2-MmopdoruHoTHa30510[ 4. 5-b Jmupuaua-6-m)-5-(2-
METWITHPUANH-4-11)PypaH-2-KapOokcaMu

— NH
X
a N4 |
S e

Hcnonp3ys Takue Ke VYCIOBHA pEaKnWu, KOTopble omucansl B mpumepe 45, (R)-5-(3-((tper-
OYTHILAMMETHIICUITIIT ) OKCH ) TUIIEPUIUH- | -11)-2-MOopdonrHOoTHA30110[4.5-b [IupUIuH-6-aMUH (TIPOAYKT CO CTa-
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qun 3 npumepa 95) (100 mr, 0,209 MMoIB) mogBepraiy B3auMOICHCTBHIO ¢ 5-(2-MeTmmupunua-4-mn)pypan-2-
KapOOHOBOW KHcIOTOM (mpoMexxyTounoe coenuHenue 18) (51 wmr, 0,250 mmodns), ucnonesys HATU (120 wr,
0,315 mmoms) u DIPEA (108 wmr, 0,840 mmonp) B JIM® (5 mur) u 3aTeM MOABEpralid yJAJICHHUIO 3aIlATHBIX
rpymm, ucnois3ys TBAF/TT'® (1/2 mur), 94To maBano ChIpod MpoayKT. [IpoayKT 3aTeM OYHUIIaId C IMOMOIIBIO
Tpell. IJIaCTUHBI, HCTIONB3YS 5%-He1id MeTaHom B DCM B kadecTBe 3JIOCHTA, IMOJTydasi YKa3aHHOE B 3arOJIOBKE
coenuaenue (50 mr, 59,5%).

'H SIMP (CDCls, 300 MI'u): & 9,33 (c, 1H), 9,09 (c, 1H), 8,57-8,56 (n, 1H), 7,59 (c, 1H), 7,45-7,44 (n,
1H), 7,37-7,35 (a, 1H), 7,00-6,99 (1, 1H), 4,13 (c, 1H), 3,84-3,81 (M, 4H), 3,71-3,69 (M, 4H), 3,36-3,11 (M, 1H),
3,19-3,10 (m, 3H), 2,64 (c, 3H), 2,39 (c, 1H) 2,17-2,11 (m, 1H), 1,99-1,90 (m, 1H), 1,80-1,77 (M, 2H).

KXMC 93,43%, m/z = 521,4 (M+1)". BDXKX: 95,34%.

ITpumep 96.

(S)-6-(1-(2-I'mnpoxcunponuin)- 1 H-nupazon-4-wmm)-N-(2-mopdonnHo-5-(nunepuans- 1 -um) tnaszono[4.5-

b JnupuIUH-6-1T) TUKOJTHAMUT
=
Ox |
"

N

NH 1

7\ S R N

2 /N_QII ©)
NT>NT N

OH

Hcnonp3yss Te jke caMble YCIOBHS pCakIUH, KOTOPBIC ONHMCAaHBl Ui CTamgud 2 mnpumepa 43,
N-(2-mopdomuHo-5-(TTunepuauH- 1 -m)Trazono[4.5-b mupunun-6-mn)-6-( 1 H-mupa3on-4-wn) MiKo TMHAMHA/T
(mpumep 21) (200 mr, 0,380 mMmomnb) moABeprayM peaknuu 3amemeHus ¢ (S)-2-metmnokcupanom (34 wr,
0,570 mmors), ucnonn3ys kapoonat Harpus (201 mr, 1,900 mmons) B JIM® (5 mur), mpu temneparype 100°C B
TedeHue 14 9 ¢ mosrydeHrueM ChIporo mpoaykTa. [1omydeHHBIH CHIPOH MPOAYKT OYHIIAIN C TIOMOIIBIO TIPETI. TIjIa-
CTHHBI, UCTIONB3Y# 5%-HbIit MeTaHOT B DCM B KauecTBe AMMIOCHTA, MOTydast yKa3aHHOE B 3aT0JIOBKE COCTMHEHNE
(50 mr, 24,5%).

'H SIMP (JIMCO-dg, 300 MI'm): & 10,59 (c, 1H), 9,03 (c, 1H), 8,42 (c, 1H), 8,22 (c, 1H), 8,04-8,01 (m,
1H), 7,97-7,96 (M, 2H), 5,02 (c, 1H), 4,06-4,04 (m, 3H), 3,72-3,70 (M, 4H), 3,58-3,55 (M, 4H), 3,02-2,89 (M, 4H),
1,78-1,73 (m, 4H), 1,61-1,55 (m, 2H), 1,11-1,04 (m, 3H).

KXMC 92,56%, m/z = 549,3 (M+1)". BRXKX: 96,98%.

ITpumep 97.

N-(5-(4-OToprunepuans- 1 -mn)-2-mMopdonuHoTHA30710[ 4. 5-b |[mupuAnH-6-111)-5-(2-Me T pU TUH-4-
wi)dypan-2-kapOokcamu

a0
O~
F

Cramus 1. [Tomyaenne 4-(5-(4-bropriunepunnt- 1 -ui)-6-HuTpoTHA3010[4.5-b [mupuanH-2-1un)MopdoIuHa.

Hcnonp3yss Te Ke camble YCIOBHS pEaKIMH, KOTOpPBIE OMNHCAHBl s cTaguu 2 mpumepa 59,
1-(2-mopdonuHo-6-HUTpOTHA30110[4.5-b JIMpHAnH-5-1un)munepuauH-4-0s (IPOXYKT co crtaauu 1 mpumepa 85)
(450 mr, 1,3846 mmons) ¢ropuposany, ucrnons3yst DAST (0,3 mi, 2,353 mmoins) B DCM (10 M), ipu Temiepa-
Type -78°C B Teuenue 30 MuH. IlodydeHHBIN CBIpOH MPOAYKT OUYHINAIN C IIOMOLIBIO KOJIOHOYHOM XpoMaTorpa-
¢um Ha cunmkarene 60-120, ncnons3ys 50%-HBIH dTHIANETAT B TEKCaHE B KA4ECTBE DIIIOCHTA C IOJyYEHHEM
CBIPOTO YKa3aHHOTO B 3aroyioBKe coeanHeHus (360 mr).

KXMC m/z = 368,0 (M+1)".

Cramus 2. [Tomyaenne 5-(4-¢proprmnepunnt- 1 -mm)-2-mopdoauaoTHa3010[4.5-b [mupuanH-6-aMHUHa.

Hcmonp3ys Te ke caMble YCIOBUSI pEakIWH, KOTOpBIE OIHCaHbl AT cTagud 5 mpumepa |,
4-(5-(4-proprumepuana- 1 -mi)-6-aHuTpoTHazono[4.5-bmupuaun-2-mwn)mopdomma (360 mr, 0,9809 mmois) Boc-
CTaHABJIMBAJIN C IIOMOIIGI0 Topomka IwHKa (510 wmr, 0,7847 MMonb) W Xiopuga amMMoHHUs (423 wr,
0,7847 mmonn) B cMecn TT'®@/metanon/H,O (10 /2 mur/1 mut), 9To 1aBajio CeIpoi MpoaykT (240 mr).

KXMC m/z = 3383 (M+1)".

Cranmus 3. Ilonyyenne N-(5-(4-dpropnunepunaun-1-ni)-2-mopdoarHotrazonol4.5-bmupuana-6-mn)-5-(2-
MeTWIMUPUIUH-4-11)pypan-2-kapOokcamuia.

Hcmonp3yss Te »ke caMble YCIOBUSL pEaklHH, KOTOpbIE OMNHMCaHbl I craaud 6 mpumepa |,
5-(4-¢proprunepuanH-1-nmn)-2-mopdonuuorrazono[4.5-b Jnupuann-6-amun (120 mr, 0,3560 Mmoins) moasepra-
JM B3aUMOJIEHCTBUIO C 5-(2-MeTwamupuauH-4-mi)ypaH-2-kapOOHOBOH KHCIOTON (IMIPOMEKYTOUYHOE COCIHHE-
aue 18) (86 mr, 0,4272 mmons), ucnons3ys HATU (202 wmr, 0,5341 mmons) u DIPEA (0,3 M, 1,424 mmob) B
JAM® (5 mi), ¢ modydeHHeM ChIporo mpoaykra. [lomydeHHBIH ChIpOH MPOAYKT OYHWINAIN C ITOMOIIBIO TPETL.
BOXX, norydas yka3zanHoe B 3arojoBke coequaenue (75 mr, 40%).

'H AMP (JIMCO-dg, 400 MI'm): & 9,85 (c, 1H), 8,55-8,53 (1, 2H), 7,77 (¢, 1H), 7,69-7,68 (u, 1H), 7,46 (c,
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2H), 4,95-4,79 (m, 1H), 3,75-3,73 (M, 4H), 3,60-3,58 (M, 4H), 3,28-3,27 (M, 2H), 3,06-3,02(m, 2H), 2,53 (c, 3H),
2,06-2,02 (M, 2H), 1,92-1,90 (M, 2H).
XKXMC 100%, m/z = 523,2 (M+1)". BDXX: 97,39%.
ITpumep 98.
N-(5-(4-OTopnunepuans- 1 -mn)-2-mophommuoTrazono[4.5-bmupuana-6-mr)-2-(2-MeTHITAPUAUH-4 -
MIT)0Kca3on-4-kapOokcaMu
Q

o IN/ \‘/N

N SN
S

N
_/ N N/l\O\
F

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl M craguu 6 mpumepa 1,
5-(4-proprunepuanH- 1 -n)-2-MmopdonuHoTHA30510[ 4. 5-b JmupuanH-6-aMuH (IPOAYKT CO cTaauu 2 mpumMepa 98)
(120 wmr, 0,3560 MMoOITB) TTOABEPTATN B3aUMOJECHCTBUIO C 2-(2-MEeTUITUPUINH-4-1IT)0KCca30I1-4-KapOOHOBOM KH-
ciotoit (87 mr, 0,4272 mmoins), ucnons3ys HATU (202 wmr, 0,5341 mmons) u DIPEA (183 wmr, 1,024 MmMois) B
JIM® (5 mi), ¢ modaydeHHeM ChIpOro npoaykra. IloyrydeHHBIH CBHIPOH MPOIYKT OYHMIIAIM C MOMOUIBIO TIPETL.
BOXX, nonyyas ykazaHHoe B 3aroyioBke coenunenue (30 mr, 20%).

'H SIMP (IMCO-dg, 400 MT'): § 9,72 (c, 1H), 9,25 (c, 1H), 8,91-8,89(m, 2H), 8,24 (c, 1H), 8,14-8,12 (x,
1H), 5,08-4,91 (m, 1H), 3,7-3,73 (M, 4H), 3,60-3,58 (M, 4H), 3,27-3,23 (M, 2H), 3,16 (c, 1H), 3,06-3,03 (M, 2H),
2,76 (c, 2H), 2,25-2,15 (M, 2H), 2,10-2,02 (M, 2H).

KXMC 99,32%, m/z = 524,0 (M+1)". BOXKX: 98,71%.

ITpumep 99.

N-(5-(1-MeTwi- 1 H-nupazon-4-ui)-2-mopGoauHoTHA3010[ 4. 5-b [mupuanH-6-11)-2-(2-Me TUAHPU AN H-4 -

MIT)0Kca3on-4-kapOokcamMu
o —_—
NH
O«jﬁf
NN N
N

\

Craaus 1. Iomyuyenue 4-(5-(1-merun-1H-nupaszon-4-wmi)-6-autporuaszono[4.5-b | nupuaun-2-
win)Mop¢oinHa.

Hcnonp3yst Te e camble YCIIOBHSI PEakIMM, KOTOpPBIE OMUCAHBI /I cTaguu 7 mpumepa 1, 4-(5-xiop-6-
HUTPOTHA30510[4.5-b]mupunus-2-mwn)mopdonut (mpoxykt co craauu 4 nmpumepa 20) (200 mr, 0,66 Mmoib) mo-
BEepraJi  B3amMoJcHCTBHIO ¢  1-metmin-4-(4,4,5,5-terpamerui-1,3,2-quokcadboponan-2-mn)-1H-upazonom
(200 wmr, 0,99 Mmmonb), ucnonb3ys HaTpus Hoaun (200 mr, 1,33 MMons), kapOoHaT kanus (220 mr, 1,99 MMons) u
Pd(dppf)Cl, (48 mr, 0,066 Mmmoub) B cMecH 1,2-mumeTokcmdTan/Boaa (0,5/0,2 M), 9To naBajiio yKa3aHHOE B 3a-
rosoBke coequHenue (150 mr).

KXMC m/z = 346,9 (M+1)".

Cramus 2. [Tomydenne 5-(1-metwn-1H-mmpazon-4-mm)-2-mopdoauHoTHa3010[4.5-b [mupuanH-6-aMruHa.

Hcmonb3ys Te ke camble YCIOBHS peakilii, KOTOPhIe ONMMCaHbl A cTanun 5 mpumepa 1, 4-(5-(1-meTwm-
1 H-nupazon-4-nn)-6-autpotrasono[4.5-b jrupuaua-2-un)mopdomnua (150 mr, 0,43 MMOJIb) BOCCTaHABIMBAIH C
nomomplo nopomka muHKa (220 mr, 3,4 mmons) um xyopuna ammonus (360 mr, 6,9 MMoinb) B cMecH
Tr'®/meranon/H,O (10 mur/2 mor/1 mi) (2 mit), 9To AaBano ceipoit mpoaykt (100 mr).

KXMC m/z=317,3 (M+1)".

Cranmus 3. INomydenune N-(5-(1-metnn-1H-nupazon-4-um)-2-mopdonunornaszono[4.5-bnupuaun-6-ni)-2-
(2-mMeTunmupuanH-4-mn)okcazon-4-kapookcamuia.

Hcnone3ys Te ke caMble YCIOBUS PEAKIMU, KOTOPBIE ONMUCAHBI I cTaauu 6 npumepa 1, 5-(1-metun-1H-
nupasod-4-mn)-2-mopdonuaoTHazono[4.5-bmupuann-6-amua (100 mr, 0,316 MMOIB) OABEpTaId B3aUMOJICH-
CTBUIO ¢ 2-(2-MeTuImupuanH-4-nin)okcazon-4-kapoonoBoit kucnoroit (77 mr, 0,38 MMois), ucnonszyss HATU
(156 mr, 0,41 mmous) u DIPEA (122 mr, 0,94 mmons) B JIM® (5 M), ¢ TOJIydeHHEM YKa3aHHOTO B 3aroJjIOBKE
coenuHeHUs (40 Mr).

'H AMP (JIMCO-dg, 400 MI'n): & 10,1 (c, 1H), 9,05 (c, 1H), 8,71-8,70 (n, 1H), 8,30 (c, 1H), 8,21 (c, 1H),
7,94 (c, 1H), 7,88 (c, 1H), 7,80-7,79 (n, 1H), 3,87 (c, 3H), 3, 82-3, 76 (M, 4H), 3,69-3,64 (M, 4H), 2,60 (c, 3H).

KXMC 97,70%, m/z = 503,2 (M+1)". BDXKX: 96,20%.

ITpumep 100.

N-(5-(3-DTopdennn)-2-mopdonunorrnazono[4.5-b mupuauH-6-mi)-2-(2-MeTHITUPUAUH-4-F1T) OKCA3011-4 -
KapOoOKcaMuI
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Cramus 1. [Tomyaenne 4-(5-(3-bropdennn)-6-aurpornazono[4.5-b]mupuaua-2-mn)MopdonnHa.

Hcnonp3yst Te e camble YCIIOBHSI PEakIMM, KOTOpPBIE ONMUCAHBI I cTaguu 7 mpumepa 1, 4-(5-xiop-6-
HUTpOTHA30510[4.5-b]mupunus-2-mwn)mopdonut (mpoxykrt co craauu 4 nmpumepa 20) (250 mr, 0,83 Mmois) mon-
BEpraju B3auMojieiicTBHIO ¢ 3-¢pTopdennn 6opoHoBoit kucioroit (173 mr, 1,25 MMoinb), Ucronb3yst Homun Ha-
Tpus (375 wmr, 2,5 Mmoinb), kapooHaT kanus (517 mr, 3,7 mmois) u Pd(dppf)Cl, (61 mr, 0,1056 MMoits) B cMecH
1,2-mumerokcudtan/Boaa (0,5/0,2 mir), 94TO TaBaJIo yKa3aHHOE B 3arojioBke coeauaenue (200 mr).

KXMC m/z =361,2 (M+1)".

Cramus 2. [Tomryaenne 5-(3-¢hropdennn)-2-MmopdonuHoTrazono[4.5-b|nupuauH-6-amuna.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCaHBl I CcTaguud S5 mpumepa 1,
4-(5-(3-propdpenun)-6-autpoTrazono[4.5-b|mupunun-2-mwr)mopdoaua (360 mr, 0,9809 mMmoab) BOocCcTaHABIH-
BaJI C TIOMOIIIBIO TIopomka nmuHka (510 mr, 0,7847 mmois) u xjaopuaa aMmMmoHus (423 wmr, 0,7847 MMonb) B cMe-
cu TT'®/metanon/H,O (10 mur/2 mur/1 mut), 9To maBaio ceipoid mpoaykT (240 mr).

KXMC m/z =330,9 (M+1)".

Craaus 3. Iomyuenue N-(5-(3-propdenun)-2-mopdonunoruazono[4.5-b | nupuaun-6-mm)-2-(2-
METHITHPUIAH-4-HIT)0KCa30J-4-KapOoKcaMuia.

Hcmons3yss Te »ke caMble YCIOBUSI pEaklHH, KOTOpble OMNHMCaHbl s cragud 6 mpumepa |,
5-(3-¢ropdennn)-2-mopdonnHoTHazono[4.5-bmupuanH-6-amun (120 mr, 0,36 MMOJIB) TIOABEPTraIn B3aUMOACH-
CTBHIO C 2-(2-MeTHIMHPHUINH-4-1T)0Kca30i-4-kapOoHoBo# kucnoroi (89 mr, 0,43 mmons), ucnons3yst HATU
(180 wmr, 0,47 mmois) u DIPEA (190 wmr, 1,45 mmons) B JIM® (5 M), ¢ TOJIy9eHHEM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHUs (50 Mr).

'H IMP (IMCO-dg, 400 MI'r): & 10,10 (c, 1H), 8,94 (c, 1H), 8,68-8,67 (n, 1H), 8,51 (c, 1H), 7,79 (c, 1H),
7,71-7,70 (7, 1H), 7,53-7,48 (M, 2H), 7,27-7,24 (1, 1H), 3,77-3,75 (M, 4H), 3,70-3,66 (M, 4H), 2,54 (c, 3H).

KXMC 97,4%, m/z = 517,0 (M+1)". BDXKX: 98,80%.

ITpumep 101.

N-(5-(4-T'mapokcununepuauH- 1 -ui)-2-MophoauHoTHA30510[ 4. 5-b |mupuanH-6-1m1)-5-(2-Me THII pU I H-4 -
win)dypan-2-kapOokcamu

Hcmonp3yss Takue ke YCIOBHS peakUud, KOTOpble onucanbel B npumepe 45, 5-(4-((tper-
OYTHIIAMMETHIICUITII ) OKCH ) TUITEPHUIUH- | -11)-2-MOoponrHOoTHA30110[4.5-b [IupuIuH-6-aMUH (TIPOAYKT CO CTa-
muu 3 mpumepa 85) (200 mr, 0,445 MMOITB) TIOZIBEPTAIN B3aUMOACUCTBHIO ¢ 5-(2-MeTunmupunnH-4-mn)pypan-2-
KapOOHOBOM KHCIIOTOH (MpoMexkyTouHoe coenuuenue 18) (135 mr, 0,668 mmoib), ucons3yst HATU (253 wr,
0,668 mmomns) 1 DIPEA (230 mr, 1,780 mmonp) B JIM® (5 Mi1), u 3aTeM TOJBEprajiy yNaJCHHUIO 3aIlUTHBIX
rpymm, ucnoib3ys meranos/pacteop HCl B metanone (1/5 mur), 9to maBajno ceipod mpoaykT. [IpomykT 3atem
oumnImany ¢ nomoreko mper. BOXX, nonygas ykazanaoe B 3arosoBke coequaenue (50 mr, 30,4%).

'H SIMP (CDCls, 400 MTI'u): 8 9,33 (c, 1H), 9,10 (c, 1H), 8,58-8,57 (n, 1H), 7,60 (c, 1H), 7,46-7,45 (x,
1H), 7,37-7,36 (zn, 1H), 7,01-7,00 (m, 1H), 4,13 (c, 1H), 3,85-3,82 (M, 4H), 3,71-3,69(m, 4H), 3,35-3,33 (M, 1H),
3,20-3,10 (M, 3H), 2,65 (c, 3H), 2,35 (c, 1H), 2,14-2,12 (M, 1H), 1,97-1,91 m, 1H), 1,79-1,77 (m, 2H).

KXMC 99,89%, m/z = 521,20 (M+1)". BDXKX: 97,27%.

ITpumep 102.

N-(5-(3-®Toprunepuans- 1 -mn)-2-mMopdonuHoTHA30710[ 4. 5-b |[mupuAnH-6-111)-5-(2-Me T pU TUH-4-
wi)dypan-2-kapOokcamu

O
o N4 |
Hcnonb3yss Te JKe camble YCIOBUSI peEakiMd, KOTOpble OMHMCaHbl s cragud 6 mpumepa |1,
(S)-5-(3-propnunepuann-1-un)-2-mopdonmHoTHA300[4.5-b|MupuauH-6-aMuH (IPOAYKT CO CTaauu 4 mpuMepa
59) (200 wmr, 0,593 MMoJIb) TIOIBEPTATN B3aHUMOACHCTBHIO C S-(2-MeTHIMHUPpUANH-4-1)PypaH-2-kapOoHOBOH
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KHCIOTOH (TIpoMexyTounoe coenunaenue 18) (180 mr, 0,890 mmons), ucnone3ys HATU (338 mr, 0,890 mmomb)
u DIPEA (305 wmr, 2,372 mmous) B JIM® (5 M), ¢ mosrydeHneM ChIporo npoaykTa. [lomydeHHbIH chpoi mpo-
IYKT OYHUIAIHK ¢ ToMoIbio mper. BOXX, monydas ykazanHoe B 3aronoBke coenunaenue (40 mr, 12,9%).

'H SIMP (CDCls, 300 MI'u): 8 9,51 (c, 1H), 9,14 (c, 1H), 8,56-8,54 (n, 1H), 7,65 (c, 1H), 7,48-7,46 (n,
1H), 7,35-7,34 (», 1H), 7,00-6,99 (zn, 1H), 5,05-4,90 (m, 1H), 3,85-3,81 (M, 4H), 3,71-3,68 (M, 4H), 3,49-3,44 (M,
2H), 3,23-3,08 (M, 2H), 2,63 (c, 3H), 2,20-2,17 (m, 2H), 1,79-1,75 (M, 2H).

KXMC 98,09%, m/z = 523,0 (M+1)". BDXKX: 99,18%.

ITpumep 103.

(S)-N-(5-(3-I'mapoxcunupponmuaut- 1 -mi)-2-mophomHo0KCca3010[4.5-b [mupuanH-6-11)-2-(6-METOKCH-
MTUPHIAH-3-WT)0KCa301-4-KapOOKCaMu T

Q =N
o !N/ \ 7 o
SN Oy N
I
n_/ NN WOH

Hcnonp3yss Takume >Ke YCIOBUS pEaklyuH, KOTopele omucanbl B npumepe 45, (S)-5-(3-((rper-
OyTHIITUMETHIICHIIMI)OKCH )ITUPPOSTUINH- | -11)-2-MopdosrHOoOKCca300[4.5-bnupuaun-6-aMue  (IPOIYKT €O
cramun 2 mpumepa 39) (130 mr, 0,3090 mMMoib) moaBeprayii B3aUMOJCHCTBHIO C 2-(2-METOKCHIHMPHIMH-S5-
MIT)0KCca301-4-kapOOHOBOK KHCIOTOHM (mMpoMexyTounoe coemuHenue 7) (80 mr, 0,3636 MMOJb), HUCMOIB3YS
EDCI-HCI (105 wr, 0,5454 mmoins), HOBt (52 mr, 0,3817 mmomns), DIPEA (188 wr, 1,454 mmomns) B JIM®
(5 M), 9TO maBaJO MPOAYKT KOHACHCAIMH, ¥ 3aTEM IIOJABEPTrail YAAJICHHIO 3aIUTHBIX IPYMI, HCcHnons3ys | M
TBAF B TT'®/TT'® (0,3/5 mi), 9To maBaiio ykazaHHOE B 3arojioBke coenmaeHue (59 mr, 33%).

'H SIMP (CDCl;, 300 MI'm): & 9,46 (c, 1H), 8,89-8,88 (x, 1H), 8,55 (c, 1H), 8,32 (c, 1H), 8,23-8,19 (ux,
1H), 6,88-6,85 (ax, 1H), 4,55 (M, 1H), 4,02 (c, 1H), 3,83-3,80 (M, 4H), 3,75-3,72 (M, 4H), 3,50-3,48 (M, 4H),
2,85 (c, 1H), 2,26-2,22 (m, 1H), 2,05-2,01 (M, 1H).

XKXMC 100%, m/z = 508,1 (M+1)". BDXKX: 98,32%.

ITpumep 104.

N-(5-(3-T'uapoxcunupponuauH- 1 -wm)-2-MophomTuHO0KCca30710[ 4. 5-b [mupuans-6-mi)-2-(2 -Me T PUTUH-
4-nm)okcaszon-4-kapOooKcaMu

(™
o} AN
IS
a N |

Cramus 1. [Tomryaenune 1-(2-MopdoarHO-6-HUTPOOKCa30I10[4.5-b | mupuanH-5-1ui1)IuppoTHInH-3-0J1a.

Hcnonp3ys Te ke caMmble YCIIOBHSI pEakIMH, KOTOpbIE OMHMCAHBI A craguu 1 mpumepa 38, S-xmop-2-
MOP(hOITHUHO-6-HUTPOOKCa300[4.5-b|mupunun (mpoaykT co craauu 5 npumepa 2) (250 mr, 0,880 Mmmonb) moa-
BEprajii peakuu 3amenieHusi ¢ nupponuanH-3-oaom (108 mr, 0,880 mMMounb), Mcmonb3yst KapOOHAT KaulHs
(183 wmr, 1,320 mmomnp) u IM® (5 M), ¢ moMydeHrEM YKa3aHHOTO B 3aroJIOBKe mpoaykrta (210 mr, 72,41%).

KXMC m/z = 335,8 (M+1)".

Cramus 2. Tlomydenue  5-(3-((Tper-OyTHIIAMMETHIICHIINIT)OKCH)IUPPOIUIUH- 1 -1i1)-2-MOp D OINHO-6-
HUTpPOOKca30Jo[4.5-b Jnupuanna.

Hcnonp3yss Te jke caMble YCIOBHS pEakIiH, KOTOpbIE ONMCAaHBI Uil CcTaguu 2 mnpumepa 41,
1-(2-MopdomrHO-6-HUTPOOKCca30I0[4.5-b [mupuanH-S-wi) muppoiaunui-3-oi (150 mr, 0,447 MMOJIB) TOABEpPTATH
peaKIy BBEACHHS 3aIMUTHBIX TpyI, ucrnoyub3ys TBDMC xmopun (102 mr, 0,6716 Mmmons), umumazon (60 mr,
0,8955 mmoins) 1 DMAP (10 mr, 0,089 mmons) B8 IM® (5 min), mpu KT B Teuenue 2 4, 94To aBajo ChIPO Mpo-
nykT. [TomydeHHbBIH ChIPOH IPOAYKT OUHIIANIN C TIOMOIIIBIO KOJIOHOYHOH Xpomarorpaduu Ha cuiukarene 60-120,
UCTIONBb3Ys STHJIALETAT B TeKCaHEe B KayecTBE DIIIOCHTA, MOJIydas yKa3aHHOE B 3arojioBke coenuneHue (160 wr,
80%).

KXMC m/z = 449.8 (M+1)".

Cramus 3. Ilomywenme  5-(3-((Tper-OyTHIAMMETHIICHIINIT)OKCH)TUPPOIHINH- 1 -11)-2-MOphoInHO-
okcaz3om0[4.5-b]mupuanH-6-amMuHa.

Hcnonp3yst Te e camble YCIIOBHS PEaKIUHU, KOTOPBIC OMHCaHBI Jis craxuu 5 mpumepa 1, 5-(3-((tpert-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUPPOITUANH- | -11)-2-MOpPOTUHO-6-HUTpOoOoKcazono[4.5-bjmupuama (160 wr,
0,3555 MMoITB) BOCCTaHABIMBAIH C TIOMOIIBIO oporika ruHKa (0,1859 mr, 2,8444 MmMmons) u XJopuaa aMMOHUS
(304 wmr, 5,688 mmonb) B cmecu TI'®/meranon/H,O (5 mn/2 mMa/1 mit), ¢ oJlydeHHEM YKa3aHHOTO B 3ar0JIOBKE
npoaykta (90 mr, 60,44%).

KXMC m/z = 420,5 (M+1)".

Cramus 4. Tlomyuenme N-(5-(3-ruapokcunuppoauans-1-mn)-2-MmopdoanHookca3ono[4.5-b|mupuana-6-
wi)-2-(2-MeTHAnMpuAnH-4-1i1)0Kca3oi-4-kapOoKkcaMua.
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Hcmonp3yss Takue ke YCIOBHS peakuud, KOTOpble onucanbel B npumepe 45, 5-(3-((tper-
OYTHIITUMETHIICHIIMI)OKCH ) TUPPOSTUINH- | -11)-2-MopdosrHOoOKCca3010[4.5-b [nupuauH-6-aMuH (80 MT,
0,190 mMmomp) ToABEpraiv B3aUMOJEHCTBUIO C 2-(2-METHITTUPHINH-4-WIT)0KCa30I-4-KapOOHOBOM KHCIOTON
(42 wr, 0,229 mmons), ucrons3zyss EDCI-HCI (54 wr, 0,286 mmons), HOBt (38 mr, 0,2863 mmons), DIPEA
(99 wmr, 0,7637 Mmmoub) B IM® (3 M), 9TO JaBayio MPOIYKT KOHICHCAIMH, W 3aTEM IOABEPTAIN YIAICHUIO 3a-
MIUTHBIX Tpym, ucnois3yss TBAF/TT'® (0,173/5 mur), uTo maBaio yka3aHHOE B 3arojioBke coemuHeHue (30 mr,
53,57%).

'H AMP (CDCl, 400 MI'm): & 9,46 (c, 1H), 8,69-8,68 (un, 1H), 8,52 (c, 1H), 8,40 (c, 1H), 7,81 (c, 1H),
7,74-7,70 (7, 1H), 4,57 (c, 1H), 3,82-3,81 (M, 4H), 3,75-3,74 (m, 4H), 3,61-3,59 (M, 1H), 3,57-3,46 (M, 1H), 3,42-
3,33 (m, 1H), 2,80-2,78 (x, 1H), 2,68 (c, 1H), 2,27-2,24 (m, 2H), 2,05-2,02 (M, 2H), 1,03-0,99 (M, 1H).

XKXMC 100%, m/z =492,1 (M+1)". BDXKX: 98,80%.

ITpumep 105.

(R)-N-(5-(3-T'nnpoxcunupponuus- 1 -1m)-2-mopdpoauHooxcaszono[4.5-b nupuaun-6-nm)-2-(6-
METOKCHIIMPHIMH-3-H1)0Kca30i-4-kapOoKcaMu g

P,
O#N%{/)‘o
o) x NH
AT

/NN UR’.OH

Hcnonp3yst Te e caMble YCIOBHS PeakUH, KOTOpble omucaHsl amst craguu npumep 45, (R)-5-(3-((tper-
Oy THIITMMETHIICHIINI)OKCH )TUPPOSTUINH- | -11)-2-MopdosrHoOKCca30o[4.5-bnupuaun-6-aMua  (IPOIYKT €O
cragun 3 mpumepa 41) (57 wmr, 0,1357 mMMonb) mozaBepraiM B3aUMOJICHCTBHIO C 2-(2-METOKCUIHMPHIMH-S5-
MIT)0KCa301-4-kapOOHOBOK KHCIOTOH (MpoMexyTouHoe coemuHeHue 7) (35 wmr, 0,1628 MMOmb), HCTONB3YS
EDCI-HCI (38 wmr, 0,2035 mmoms), HOBt (27 mr, 0,2035 mmons), DIPEA (70 mr, 0,542 MmMons) B IM® (5 M),
Y9TO JaBaJio MPOAYKT KOHACHCAIMHU, W 3aTeM IMOJABEPTalld yIaJICHHUIO 3alUTHBIX TPy, ucnoiab3dyss TBAF/TT'®
(0,144/5 M), uTo naBaino ykasaHHOE B 3aronoBke coeanHerne (10 mr, 20,44%).

'H SIMP (CDCls, 400 MTI'u): 8 9,47 (c, 1H), 8,89 (c, 1H), 8,55 (c, 1H), 8,33 (c, 1H), 8,22-8,20 (n, 1H),
6,88-6,86 (1, 1H), 4,56-4,45 (M, 1H), 4,02 (c, 3H), 3,82-3,81 (M, 4H), 3,75-3,74 (M, 4H), 3,65-3,47 (M, 3H), 2,35-
2,26 (m, 2H), 2,20-2,01 (M, 2H).

KXMC 94,67%, m/z = 507,7 (M+1)". BDXKX: 97,15%.

ITpumep 106.

N-(5-(3-T'unpoxcunupponuaut- 1 -wmn)-2-mophomuHOo0Kca3010[4.5-b Jnupunus-6-mn)-2-(6-
METOKCHUITMPHINH-3-H11)0Kca30i-4-kapOoKkcamMu g

Q N

NH
S\ O~y
O IX
NTN D’OH

Hcmonb3ys Te ke camble YCIIOBHUSI PEaKIMH, KOTOpBIe OMHCaHBI JJIs ctamuu 6 mpumepa 1, 5-(3-((tpet-
OyTHIITUMETHIICHIIMI)OKCH )TUPPOSTUINH- | -11)-2-MopdosrHOoOKCca300[4.5-bnupuanH-6-aMua  (IPOIYKT €O
cramun 3 mpumepa 105) (90 mr, 0,2142 MMoib) MmoABEprayii B3aUMOJCHCTBHIO C 2-(2-METOKCUIMPHUIMH-S5-
WIT)OKca30-4-KapOOHOBOH KHCIIOTOH (TmpomexxyTouHoe coexuneHue 7) (56 mr, 0,2571 MMoib), HCHONB3YS
EDCI-HCI (62 wmr, 0,3214 mmons), HOBt (43 wmr, 0,3214 mmons), DIPEA (110 mr, 0,8571 mmons) B IM®
(3 M), 4TO naBajoO MPOXYKT KOHJCHCAIMH, M 3aTE€M MOJBEPrajid yIaJCHUIO 3aIIUTHBIX TPYII, HUCIOJB3YS
TBAF/TT® (0,144/5 mi), uTo naBano yka3aHHOE B 3aroioBke coeaunenue (15 mr, 31,25%).

'H SIMP (CDCls, 400 MI'my): & 9,47 (c, 1H), 8,89 (c, 1H), 8,55 (c, 1H), 8,33 (c, 1H), 8,22-8,20 (u, 1H),
6,88-6,86 (1, 1H), 4,56 (c, 1H), 4,02 (c, 3H), 3,83-3,81 (M, 4H), 3, 75-3, 73 (m, 4H), 3,55-3,45 (m, 4H), 2,94-2,93
(m, 1H), 2,30-2,25 (M, 1H), 2,09-2,01 (M, 1H).

KXMC 98,15%, m/z = 507,7 (M+1)". BDXKX: 98,95%.

ITpumep 107.

(S)-N-(5-(3-I'mapoxkcurupponuaus- 1 -mm)-2-mopdomHooKca30o[4.5-b jmupuanH-6-n1)-5-(2-
METWITHPUANH-4-11)PypaH-2-KapOokcaMu

NH
N O~
I X

NN NQﬂOH

Hcnonp3yst Takue jxe YCIIOBUS peaklny, KOTopble onucansl B mpumepe 45, (S)-5-(3-((Tper-OyTriaumeTHi-
CHJIMJT) OKCH)TIMPPOJIUANH- | -1i1)-2-MoponmHookca3ono[4.5-bnupunun-6-aMua ~ (IpogykT co  cragum 2
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npumepa 39) (109 wmr, 0,261 MMonb) moaBepragy B3auMOJEHCTBHIO C 5-(2-meTwinupuauH-4-ui)dypaH-2-
KapOOHOBOM KHCJIOTOM (TIpoMeskyTouHoe coenuHenue 18) (53 mr, 0,261 mMouns), ucrons3yss EDCI-HCI (75 wr,
0,3916 mmoms), HOBt (37 mr, 0,2741 mmons), DIPEA (135 mr, 1,046 Mmmons) B JIM® (5 mit), 9To maBayio mpo-
IYKT KOHJCHCAIWH, W 3aTeM IIO/IBEPTrajH YAAICHHIO 3alIUTHBIX rpymm, ucnonbdys TBAF/TT® (1/5 mi), yro
JaBaJIo yKa3aHHOE B 3arojioBKe coequHenue (26 mr, 41,2%).

'H SIMP (CD;0D, 400 MI'n): & 8,49-8,47 (n, 1H), 7,85 (c, 1H), 7,74-7,72 (n, 1H), 7,70 (c, 1H), 7,40-7,39
(m, 1H), 7,33-7,32 (1, 1H), 4,45 (c, 1H), 3,83-3,77 (M, 4H), 3,74-3,69 (M, 4H), 3,49-3,47 (M, 1H), 3,42-3,40 (M,
1H), 3,21-3,16 (M, 1H), 2,61 (c, 3H), 2,09-2,07 (M, 1H), 1,89-1,86 (M, 1H), 1,88-1,72 (M, 1H), 1,43-1,37 (M, 1H).

XKXMC 100%, m/z =491,2 (M+1)". BDXX: 97,91%.

ITpumep 108.

(S)-N-(5-(3-I'mapoxkcurupponuaui- 1 -mm)-2-mopdomHooKcazoo[4.5-b jmupuanH-6-ni)-5-(2-
METWITUPHUIUH-4-H1IT) THO (e H-2-KapOOoKcaMu L

P

/

Hcrmonb3yss Takwe k€ YCIOBUS pPEakIuh, KOTopble omwmcanbl B mpumepe 45, (S)-5-(3-((tpet-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUPPOTUANH- | -11)-2-MoppoamHooKca3ono[4.5-b jnupuana-6-amua  (IPOAYKT  CO
craquu 2 npumepa 39) (109 wr, 0,261 MMOnb) MOABEpraid B3aMMOACHCTBHIO C S5-(2-MeTHITUpHINH-4-
W) THO(heH-2-KapOOHOBOH KHUCIOTOH (mpoMexyTrouHoe coequnenue 17) (57 wmr, 0,261 MMoOIbB), MCHONIB3YS
EDCI-HCI (75 wmr, 0,3916 mmons), HOBt (37 mr, 0,2741 mmons), DIPEA (135 mr, 1,046 MMoinb) B IM® (5 M),
YTO JaBajio MPOIYKT KOHAEHCALMH, W 3aTE€M IOJBEpPTaly YAAICHHIO 3aIIUTHBIX Ipym, ucnoib3ysi TBAF/TI'®
(1/5 mi), uTo MaBano yKa3aHHOE B 3aroJOBKE coequHeHue (55 mr, 66%).

'H SIMP (CD;0D, 400 MI'): & 8,46-8,45 (1, 1H), 7,93-7,92 (1, 1H), 7,76-7,75 (1, 1H), 7,65 (c, 1H), 7,61
(c, 1H), 7,57-7,56 (n, 1H), 4,43 (c, 1H), 3,83-3,75 (m, 4H), 3,72-3,68 (M, 6H), 3,51-3,50 (M, 1H), 3,42-3,36 (M,
1H), 2,60 (c, 3H), 2,07-2,05 (m, 1H), 1,93-1,92 (M, 1H).

KXMC 92,94%, m/z = 507,2 (M+1)". BDXKX: 96,09%.

ITpumep 109.

N-(5-(Azernaun- 1 -un)-2-(runepunut- 1 -uin)okcazono[4.5-b Jnupuana-6-mi)-2-(2-Me THITUPU TUH-4 -
MIT)0Kca3on-4-kapOokcaMu

NH
O
NT™N N\j

Cramus 1. [Tomydenune S-xmop-2-(munepuaus- 1 -mi)okcazono[4.5-b mupuanHa.

Hcnone3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaaud 3 mpumepa 1, S-xmop-2-
(meTunTHO)OKCa300[4.5-b J[mupuauH (MPoIyKT co ctaguu 3 mpumepa 2) (3 r) moaBepraiv peakiuy 3aMeIIeHus,
ucnonb3ys muanepuarH (8 M) u TT'® (30 mi1) ¢ modydeHrneM yKa3aHHOTO B 3arojioBke coequuenus (3 T, 90%).

KXMC m/z = 238,1 (M+1)".

Cramus 2. [Tomydenue 5-xmop-6-HUTpO-2-(TunepuanH- 1 -mi)okca3onno[4.5-b jmupuanHa.

Hcnonp3ys Te ke caMmble YCJIOBHS peakiUM, KOTOpble OMMCaHbl AisA craguu 4 mpumepa 20, 5-xyop-2-
(mmnepuauH-1-un)oxcazono[4.5-bjmmpuann (41, 168 MMoNIB) HUTpOBaHM, UCNONB3ys HHUTpaT Kamus (3,4 T,
337 MMoIb) M KOHIL. cepHyIo kucioty (20 mur), mpu KT B Teuenne 3 4 ¢ morydeHneM ChIpOT0 yKa3aHHOTO B 3a-
TOJIOBKE COCIMHEHUS (4 T).

KXMC m/z =283,0 (M+1)".

Cranus 3. [lonyuenne 5-(azetuans-1-mn)-6-aHutpo-2-(unepuauH- 1 -ma)okcazono[4.5-b Jnupuanna.

Hcnone3ys Te ke caMmble YCIIOBHSI pEakIMH, KOTOpbIE OMHMCAHBI A craguu | mpumepa 38, S-xmop-6-
HUTPO-2-(TunepuanH- 1 -un)okcazono[4.5-b]mupuaun (400 mr, 1,418 MMOIIB) TOABEPTaN PEAKIMH 3aMEIICHHUS C
ruapoxopuaoM azeruaunaa (161 mr, 1,7021 mmons), ucrnonb3ys kapoonat kanus (391 mr, 2,836 mmons) u TT'®
(5 M), ¢ momydenuemM ceiporo npoaykra (300 mr).

KXMC m/z =304,3 (M+1)".

Cranus 4. [lonydyenue 5-(azetunus-1-wmn)-2-(mumepugus- 1 -mn)okcaszono[4.5-bjnupunna-6-amMuHa.

Hcnonb3ys Te e caMmble YCIOBUSI peaKIMK, KOTOpbIe ONMUCAHBI AJi cTaaud 5 npumepa 1, 5-(azeruaun-1-
WI1)-6-HUTpO-2-(TInepuauH- 1 -um)okcazono[4.5-b Jmupuann (300 mr, 0,990 MMOIB) BOCCTaHABIUBAIHM C TIOMO-
mplo mopomka nuHKa (514 wmr, 7,92 Mmonp) um xmopuga ammonust (427 wmr, 7,92 MMoib) B cMecH
Tr'd/meranon/H,O (10 mur/2 mit/1 mit), 9to maBaio ceipoid mpoaykt (200 mr).

KXMC m/z =274,1 (M+1)".
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Cramust 5. Ilonyuenme N-(5-(azermams-1-wmn)-2-(munepuaus-1-u)oxcazono[4.5-bnupuanH-6-mn)-2-(2-
METHITHPUINH-4-HIT)0KCa30J1-4-KapOoKcaMuia.

Hcnone3ys Te ke caMble yCIOBUS PEakIMy, KOTOPBIE OMFCAHBI s cTaauu 6 mpumepa 1, 5-(azerunns-1-
nn)-2-(munepuauH- 1 -m)okcazono[4.5-b jmupuann-6-amua (100 mr, 0,366 MMOIB) TIOIBEPTATN B3aHUMOCHCT-
BHIO C 2-(2-MeTWIMHpUANH-4-1i1)0Kca3oi-4-kapOoHoBo# kuciotoit (90 mr, 0,439 mmoinb), ucrons3yst HATU
(208 mr, 0,549 mmous) u DIPEA (0,3 Mo, 1,465 mmoms) B JIM® (5 mit), ¢ olTydeHHEM yKa3aHHOTO B 3ar'0JIOBKE
coemuaeHus (60 MT, 36%).

'H AMP (JIMCO-dg, 400 MI'm): & 9,81 (c, 1H), 8,97 (¢, 1H), 8,69-8,68 (1, 1H), 7,86 (c, 1H), 7,78-7,77 (x,
1H), 7,60 (c, 1H), 3,97-3,93 (1, 4H), 3,65-3,60 (M, 4H), 2,59 (c, 3H),2,20-2,11 (1, 2H), 1,62 (c, 6H).

KXMC 97,60%, m/z = 460,1 (M+1)". BDXKX: 96,38%.

ITpumep 110.

N-(5-(Azerunus-1-um)-2-moppoauHookcazono[4.5-b JnupuanH-6-m)-2-(2-Me TN PUANH-4-1IT)OKCa30I1-
4-kapOokcamu

[y~
o o N
NH

N P

O N

_<\N|/

N N\j

Cranus 1. [Tonyuenne 5-(azetuans-1-min)-2-MopdoarHO-6-HUTpOOKca3o0[4.5-b]mupuanHa.

Hcnonp3yst Te ke camble YCIOBUS PEakIMu, KOTOpBIE ONMHMCAHbI JJsl craauu 3 mpumepa 1, S-xiop-2-
MOP(HOIUHO-6-HUTPOOKCa300[4.5-b|mupumun (mpoaykT co craauu 5 nmpumepa 2) (200 mr, 0,701 mmons) moa-
BEprajii PeakIuy 3aMemneHus ¢ azeTuanaom (81 mr, 0,140 mmons) u TT'® (5 mun), mpu KT B Teuenne 2 49 ¢ mo-
Jy4eHHEM yKa3aHHOTO B 3aroyioBke coenuHenus (160 mr, 73,39%).

KXMC m/z =306,1 (M+1)".

Cramus 2. [Tomydenune S-(azetuan- 1-um)-2-MopdoauHookcazono[4.5-b|mupuanH-6-amuna.

Hcmonb3ys Te e caMble YCIIOBUS PeaKIMK, KOTOPBIe ONMMCAHBI I cTaauu 5 npumepa 1, 5-(azermaun-1-
wi)-2-MopdoHO-6-HUTPOOKCca300[4.5-bmupuaua (160 mr, 0,5245 MMOJIB) BOCCTaHABIMBAIH C ITOMOIIBIO
nopomka muHKa (274 wmr, 4,196 Mmoms) u xmopunma ammonus (448 wr, 8,393 mmonp) B cMmecu
Tr'®/meranon/H,O (8 M/2 mur/1 MiT), ¢ TOTyYeHUEM YKa3aHHOTO B 3aroyioBKe mpoykra (138 mr, 95,83%).

KXMC m/z =274,1 (M-1)".

Cramus 3. Ilomyuenme  N-(5-(azermmuH-1-mn)-2-mopdomunooxcasoino[4.5-bmpuann-6-nm)-2-(2-
METHITHPUIAH-4-HIT)0KCa30J1-4-KapOoKcaMuia.

Hcnone3ys Te ke caMble yCIOBHS PeaKIMy, KOTOPBIE OMFCaHBI s cTaauu 6 mpumepa 1, 5-(azerunus-1-
nn)-2-mopdommHookcazono[4.5-b jrupuauna-6-amuna (150 mr, 0,5454 mMMonb) moaBeprayii B3aUMOJICHCTBHIO C
2-(2-meTunnupuanH-4-mn)okca3on-4-kapooHoBoit kucinoroi (166 mr, 0,818 mmons), ncnonszys EDCI-HCI
(156 mr, 0,818 mmons), HOBt (110 mr, 0,818 MmMonb) u DIPEA (282 wmr, 2,1818 mmons) B JIM® (5 M), ¢ omy-
YeHHWEM YKa3aHHOTO B 3aroyioBke coeanHeHns (20 mr, §,0%).

'H SIMP (CDCls, 400 MI'u): & 8,70-8,69 (1, 1H), 8,62 (c, 1H), 8,39 (c, 1H), 8,17 (c, 1H), 7,81 (c, 1H),
7,715-7,74 (m, 1H), 4,19-4,15 (T, 4H), 3,82-3,81 (M, 4H), 3,74-3,73 (M, 4H), 2,69(c, 3H), 2,37-2,33 (1, 2H).

KXMC 83,88%, m/z = 462,1 (M+1)". BDXKX: 95,19%.

ITpumep 111.

2-(2-Metnnmpunus-4-umin)-N-(2-(nunepuans- 1 -un)-5-(mupponuani- 1 -um)okcazono[4.5-b | nupuaun-6-
WIT)OKCa301-4-KapOoKcaMu,T
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Cranus 1. [Tonyuenne 6-HUTpO-2-(unepuant-1-mn)-5-(nmupponuans-1-mn)okcazono[4.5-b|nupuauna.

Hcnonp3ys Te e caMble YCIOBHS PEaKIMH, KOTOPbIE OMHcaHbl 11 cTaguu 1 mpumepa 38, 5-xiop-6-
HUTpO-2-(TumepuanH- 1 -un)okcazono[4.5-b]mupuaun  (mpoaykr co cramuu 2 mnpumepa 110) (400 wr,
1,418 MMOIb) MOABEPTaIM peaKInU 3aMereHus: ¢ nmupponuauaom (120 mr, 1,7021 mmons) B TT'® (10 mur) ¢
MoJTydeHreM ChIporo mpoaykTa (300 mr).

KXMC m/z=318,2 (M+1)".

Cranus 2. [lonyuenne 2-(nunepunus-1-mn)-5-(nmupponuaus-1-um)okcaszono[4.5-blnupuaun-6-amuHa.

Hcnone3ys Te ke caMble YCIOBHS pEaKkIMU, KOTOpble OMMCAHBI AN cTaguu 5 mpumepa 1, 6-HUTpo-2-
(mmnepuauH-1-um)-5-(muppoauaus- 1 -un)oxcazono[4.5-bJmupuana (300 mr, 0,946 MMOIIB) BOCCTaHABIMBAIIN C
MOMOIIBI0 Topomka nuHKa (492 wmr, 7,57 Mmonp) u xnopunga ammonus (409 mr, 7,57 mMMonb) B cMmecH
Tr'®/meranon/H,O (5 mi/2 mur/1 mit), 9To AaBano ceipoit mpoaykt (200 mr).

KXMC m/z =288,1 (M+1)".
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Cragus 3. Iomyuenue 2-(2-merunmupuanH-4-mn)-N-(2-(munepuaus- 1 -ui)-5-(mupponuus- 1 -
wi)okcaszono[4.5-b|nupuauH-6-1ia)okcaszon-4-kapOoKcamua.

Hcmonb3ys Te ke caMble YCIOBHS PeaKkllii, KOTOPbIE OMMMCAHBI IS CTaauu 6 npumepa 1, 2-(munepuanH-1-
nn)-5-(mupponuauH- 1 -mn)okcazono[4.5-bmupunua-6-amun (100 mr, 0,348 MMOJL) TIOIBEPTadl B3aUMOJICHCT-
BHIO C 2-(2-MeTWIMUpUINH-4-1i1)0Kca30-4-kapOoHoBo# kuciotoit (80 mr, 0,418 mmMonb), ucons3yst HATU
(198 wmr, 0,522 mmois) u DIPEA (0,3 Mo, 1,393 mmons) B JIM® (5 mit), ¢ molTydeHHEM yKa3aHHOTO B 3aI'0JIOBKE
coenmueHus (140 Mmr, 86%).

'H AMP (JIMCO-dg, 400 MI'm): & 9,80 (c, 1H), 8,97 (¢, 1H), 8,69-8,68 (1, 1H), 7,85 (c, 1H), 7,77-7,76 (x,
1H), 7,66 (c, 1H), 3,61-3,60 (M, 4H), 3,39-3,34 (M, 4H), 2,59 (c, 3H), 1,83 (¢, 4H), 1,62 (c, 6H).

KXMC 97,7%, m/z = 474,2 (M+1)". BDXKX: 95,05%.

ITpumep 112.

2-(2-Metnnmupunus-4-min)-N-(2-mMopdonnHo-5-(mupponuauH- 1 -um)okcazono[4.5-b JnupuanH-6-
WIT)OKCa301-4-KapOoKcaMu,T

0 NH
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N N D

Cranus 1. [Tomyuenne 2-MopdonnHo-6-HUTPO-5-(MppoauuH- 1 -uin)okcazono[4.5-b Jnupuanna.

Hcnonp3ys Te ke camble YCIOBHS PCaKIMH, KOTOPBIC OMMCAHBI JUIA CTaaud 3 mpumepa 1, S-xmop-2-
MOP(OITHUHO-6-HUTPOOKCa300[4.5-b|mupumun (mpoaykT co craauu 5 nmpumepa 2) (200 mr, 0,701 mmons) moa-
Bepray peaknuu 3amerneHus ¢ nuppoauauaoM (100 mr, 0,7403 mmonb) u TT'® (5 mi), mpu KT B Teuenune 2 4 ¢
MOJIyYeHHNEM YKa3aHHOTO B 3aroyioBke coenuHerns (160 mr, 71,11%).

KXMC m/z = 320,1 (M+1)".

Cramus 2. [Tomydenune 2-mopdonuHo-5-(TuppoauanH- 1 -uin)okcazono[4.5-b|mupuanH-6-aMuHa.

Hcnone3ys Te jxe camble YCIOBHS peakiiiy, KOTOPhIE OMUCAHBI U CTaauu 5 nmpumepa 1, 2-mop¢hoanHo-6-
HUTpPO-5-(TMppomanH-1-mi)okcazono[4.5-b]nupuaun (160 mr, 0,5015 MMOJIB) BOCCTaHABIMBAIHN C ITOMOIIBIO
nmopomka I1wHKAa (262 wmr, 0,4012 mmone) m xmopunma ammonus (430 wmr, 8,0250 MMmoms) B cmecH
Tr'®/meranon/H,O (5 M/2 mur/1 MiT), ¢ TOTyYeHUEM YKa3aHHOTO B 3aroyioBke mpoykra (130 mr, 92,85%).

Cragus 3. Ilomyuenue 2-(2-metmnmupuaua-4-mn)-N-(2-mopdonuno-5-(tupporuant- 1-wmn)okcaszono[4.5-
b]mupunuH-6-1)oKcaszon-4-kapOooKkcaMuia.

Hcnonp3yst Te e camble yCIOBUSI PEakLiK, KOTOpBIE OIMCAaHbI IS cTaany 6 npumMepa 1, 2-Mop¢oanHo-5-
(mupponuanH- 1 -un)okcazono[4.5-b]mupunua-6-amun (148 mr, 0,5172 MMoIB) TIOABEpTad B3aUMOJICHCTBHUIO C
2-(2-meTunnupuaAnH-4-mr)okca3on-4-kapooHoBoit kucyioror (158 wmr, 0,7758 mmons), ncrons3ys EDCI-HCI
(148 wr, 0,7758 mmoinp), HOBt (104 mr, 0,7758 mmoinp) u DIPEA (267 wmr, 2,0689 MmMoinb) B IM® (5 mn), ¢
MOJTy9EeHNEM YKa3aHHOTO B 3aroyioBke coenuHenus (80 mr, 33,05%).

'H AMP (JIMCO-dg, 400 MI'n): & 9,82 (c, 1H), 8,96 (c, 1H), 8,69-8,68 (c, 1H), 7,85 (c, 1H), 7,77-7,76 (n,
1H), 7,69 (c, 1H), 3,73-3,72 (M, 4H), 3,69-3,68 (M, 4H), 3,62-3,59 (M, 4H), 2,59 (c, 3H), 1,84-1,81 (M, 4H).

KXMC 98,97%, m/z = 476,2 (M+1)". BDXKX: 99,34%.

ITpumep 113.

5-(2-Metwmupuana-4-ni)-N-(2-mopdonmHo-5-(unepunnH- 1 -mr)okcazono[4.5-b Jrupuaua-6-mn) b ypan-
2-kapOoKcamuI

Hcnonp3yst Te e camble yCIOBUSI PEakLiK, KOTOpPBIE OIMCAHbI IS cTaauu 6 npumMepa 1, 2-MopdoanHo-5-
(mmnepuauH-1-un)okcazono[4.5-bmupuanH-6-amuH (IpoayKT co craauu 2 npumepa 6) (70 mr, 0,3448 mmous)
TOJIBEPTalid  B3aUMOJICHCTBUIO C S5-(2-MeTmmupuanH-4-ui)pypaH-2-KapOOHOBOH KHUCIOTOH (MIPOMEKYTOTHOE
coenunenue 18), ucronbzys HATU (196 mr, 0,5172 mmoins), DIPEA (134 wmr, 1,034 mmons) B IM® (5 M), ¢
MOJIy4eHHUEM ChIporo npoAykTa. [logydeHHbIN ChIpOM MPOIYKT OUHUINAIM C IMOMOIIBI0 KOJIOHOYHOM XpoMaTo-
rpacduu Ha cmukaresne 60-120, ncnons3ys 2%-ub1ii Mmetanon B DCM B kadecTBe 3ITIOCHTA, MOTydast yKa3aHHOE
B 3aroJIOBKe coeanHeHue (46 mr, 29,8%).

'H SIMP (CDCls, 400 MT'): & 9,85 (c, 1H), 8,79 (c, 1H), 8,58-8,56 (1, 1H), 7,59 (c, 1H), 7,44-7,43 (x,
1H), 7,34-7,33 (n, 1H), 7,02-7,01 (7, 1H), 3,84-3,81 (™, 4H), 3,76-3,74 (M, 4H), 3, 07-3, 04 (1, 4H), 2,64 (c, 3H),
1,88-1,85 (M, 4H), 1,69 (c, 2H).

KXMC 100%, m/z = 489,2 (M+1)". BDXKX: 98,98%.
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ITpumep 114.
N-(5-(4-T'unpoxcununepuaus- 1 -mm)-2-mopdonuHookcazono[4.5-b [ mupuauH-6-1i)-5-(2-Me THITHPU TN H-
4-um)dypaH-2-kapObokcaMuI
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Cranus 1. [Tonyuenne 1-(2-mopdonuHo-6-HUTpOOKCa300[4.5-b|nupuanH-5-nn)nunepuana-4-oia.

Hcnonp3yst Te e camble YCIOBUS PEakIMu, KOTOpBIE OMHMCAHBI A craauu 3 mpumepa 1, S-xiop-2-
MOPQOIMHO-6-HUTPOOKCa3010[4.5-b]mupuaun (IpoayKT co ctaguu 5 npumepa 2) (250 mr, 0,8802 mmois) mon-
BEpraji peakuuy 3amenienus ¢ nunepuani-4-oaom (178 mr, 1,760 mmons) u TI'® (10 M) mpu KT B Teuenue
2 4 ¢ MOJTly4YeHHEeM yKa3aHHOTO B 3aronoBke coeannenus (300 mr, 97,71%).

KXMC m/z = 350,1 (M+1)".

Cramus 2. Tlomydenume  5-(4-((TpeT-OyTHIIMMETHIICHITHI)OKCH ) TUTIEPHIAH- | -1I1)-2-MOPPOTUHO-6-
HUTpPOOKca3oo[4.5-b jnupuanna.

Hcmonp3yss Te Ke camble YCIOBHS pEaKIWH, KOTOpPBIE OMNMCAHBl s cTaguu 2 mpumepa 41,
1-(2-MopdonrHO-6-HUTpOOKCca3010[4.5-b JmupuanH-S-wi)manepuana-4-ox (300 mr, 0,859 MMoib) moaBepraimm
peaKy BBEACHHS 3aIUTHBIX TPy, ucrnoub3ys TBDMC xmopun (194 mr, 1,289 mMons), mmunaszon (117 wmr,
1,7191 mmons) u DMAP (21 mr, 1,719 mmois) B AM® (5 mun), npu KT B Teuenne 2 4, 4To 1aBajo ykazaHHOE B
3aronoBke coequnaenue (300 mr, 76%).

KXMC m/z = 464,2 (M+1)".

Cranus 3. Ilomyuenue 5-(4-((TpeT-OyTHIIMMETHIICHINII)OKCH )TUIIEPUANH- 1 -1iT)-2-MOP(OINHOOKCA30I10-
[4.5-bmupunun-6-amuHa.

Hcnonp3yst Te e camble YCIIOBHS PEaKIUHU, KOTOPBIC OMHCaHBI Jisd craxuu 5 mpumepa 1, 5-(3-((tpert-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUPPOTUANH- | -11)-2-MOpPOTUHO-6-HUTpOoOoKcazono[4.5-bjmupuarma (300 wr,
0,6479 MMOJIb) BOCCTaHABIMBAIM C IMOMOIIKI0 Topornka ruHKa (330 mr, 5,183 MMob) U XJIopuaa aMMOHUS
(554 wmr, 10,367 mmons) B cmecu TT'd/metanon/H,O (10 M/2 M/l mit) ¢ IoTydeHHEM YKa3aHHOTO B 3aT'0OJIOBKE
npoaykta (150 mr, 53,57%).

KXMC m/z = 434,2 (M+1)".

Cramus 4. Ilomyuenne N-(5-(4-ruapoxcununepuant- 1 -wmn)-2-MophomHooKca300[4.5-b | mupuanH-6-mm)-
5-(2-metmmupunuH-4-un)pypan-2-kapOokcamuia.

Hcnonp3yst Takue ke YCIIOBUSI PEaKLUH, KOTOpble onMcaHbl B mpumepe 45, 5-(4-((Tper-OyTHiamuMeTHII-
CHJIVJT) OKCH)TIMIEPUITUH- | -111)-2-MopdonmHookcazono[4.5-b jmupuans-6-amun (150 mr, 0,346 MMmoib) monasep-
rajgu B3auMoOJEHCTBHIO ¢ 5-(2-MeTmnnupuauH-4-mi)dypaH-2-kapOOHOBOH KUCIOTOH (IIPOMEXYTOUHOE COEIH-
Hernwue 18) (84 mr, 0,415 mmons), ucnions3zys HATU (171 wr, 0,4503 mmoine) u DIPEA (178 mr, 1,385 mmoib) B
JAM® (3 mur), 9yTo 1aBayio MPOIYKT KOHACHCANNH, U 3aTE€M TOABEPrad YIAUICHHUIO 3allIUTHBIX TPYIII, HCIOIb3Ys
TBAF/TT® (63 mr/5 mir), 94To 1aBayio ykazaHHOE B 3arojioBke coequnenue (40 mr, 50%).

'H AMP (JIMCO-dg, 400 MI'm): & 9,62 (c, 1H), 8,55-8,54 (n, 1H), 8,37 (c, 1H), 7,74 (c, 1H), 7,68-7,67 (z,
1H), 7,48-7,45 (n, 2H), 4,80-4,79 (n, 1H), 3,73-3,63 (M, 8H), 3,20-3,17 (m, 3H), 2,86-2,81 (T, 2H), 2,56 (c, 3H),
1,91 (c, 2H), 1,67-1,65 (m, 2H).

XKXMC 100%, m/z = 505,2 (M+1)". BDXKX: 96,82%.

ITpumep 115.

(R)-N-(5-(3-T'mmpokcunumnepuan- 1 -ui)-2-MoppoauHookcazono[4.5-b | mupuauH-6-m)-5-(2-
METWIMUPUIUH-4-111)pypan-2-kapOokcaMu
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Cramus 1. [Tomyaenune (R)-1-(2-mopdonmHOo-6-HUTPOOKCa30510[4.5-b [mupruana-5-1in) murnepuanH-3-01a.

Hcnone3ys Te ke camble YCIOBHS PEaKIMH, KOTOPBIE OMHCAHBI Uil cTaaud 3 mpuMmepa 1, S-xmop-2-
MOPQOIMHO-6-HUTPOOKCa3010[4.5-b]mupuaus (IpoayKT co ctamuu 5 npumepa 2) (250 mr, 0,8802 mmois) mon-
Bepraim peakiuu 3amenieHus ¢ (R)-munepuana-3-omom (121 mr, 1,88 mmone) u TT® (10 mu) npu KT B Teue-
HHE 2 9 C MOJTyYeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (230 mr, 74,91%).

KXMC m/z = 350,1 (M+1)".

Cramuss 2. Tlomywenme (R)-5-(3-((TpeT-OyTHIIUMETHICHINI)OKCH)TUIIEPUINH- 1 -11)-2-MOp (P OIHHO-6-
HUTPOOKca30io[4.5-b]mupuamnHa.

Hcrmonb3ys Te ke caMmble YCIIOBHS pEaklid, KOTOphIe OMMCcaHbl s cramuu 2 mpumepa 41, (R)-1-(2-
MOp(OIHHO-6-HUTPOOKCa30110[4.5-b]mupunuH-S-mn)munepunut-3-oi (230 mr, 0,659 MMoJIB) MOABEpTalId peak-
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UM BBEJICHUS 3aIIUTHBIX rpymi, ucnonb3ys TBDMC xmopun (149 mr, 0,9885 mmons), umumazon (89 wr,
1,318 mmonbe) u DMAP (16 wmr, 0,1318 mmouns) B IM® (5 mu), mpu KT B TeueHue 2 9, 4To JaBaiio yKa3aHHOE B
3aronoBke coeguaenue (300 mr, 99,5%).

KXMC m/z = 464,2 (M+1)".

Cramus 3. Tlomyuerme (R)-5-(3-((TpeT-OyTHIIUMETHICHIIIIT)OKCH )TATIEPUINH- | -1I1)-2-MOPOTHUHO-
okcazoo[4.5-b JnupuanH-6-amMuHa.

Hcmonb3ys Te ke camble YCIIOBHUS peakliy, KOTOPhIE OMMMCaHbI Ais ctaguu 5 npumepa 1, (R)-5-(3-((Tper-
Oy THIIIUMETHIICHITIIT ) OKCH ) TTUTIEPUANH- | -7 )-2-MOp G OTMHO-6-HUTPOOKCca30510[4.5-b Jmupuaun (300 MT,
0,6479 MMoOIBb) BOCCTaHABJIMBAJIM C MOMOIIBI0 mopomka nuHka (330 mr, 5,183 MMoib) M Xjopuaa aMMOHHSA
(554 mr, 10,367 mmoinb) B cmecu TT' @/meranon/H,O (10 M/2 mir/1 mit) ¢ moirydeHHEM yKa3aHHOTO B 3aTOJIOBKE
npoaykta (150 mr, 53,57%).

KXMC m/z = 4342 (M+1)".

Cranus 4. Ionmyuenne (R)-N-(5-(3-rugpoxcunumnepunus-1-mmn)-2-mopdonrHookcazono[4.5-bnupuaun-6-
win)-5-(2-meTunnupuanH-4-un)pypan-2-kapookcamuia.

Hcrmone3yss TakWe K€ YCIOBHS peaknud, KOTophle omucanbl B mpumepe 45, (R)-5-(3-((tper-
Oy THIIIUMETHUIICHITIIT )OKCH ) TTUTIEPUANH- | -7 )-2-MOpdoIMHOOKCa30510[4.5-b[mupuanH-6-aMuH (150 MT,
0,346 MMOJIb) TIOABEpraid B3aMMOJCHCTBHIO C 5-(2-MeTHITUpUIUH-4-1T)(ypaH-2-KapOOHOBOW KHCIOTOH
(mpomexxytounoe coemunenue 18) (84 mr, 0,415 mmois), ncnons3yst HATU (171 wmr, 0,4503 mmons) u DIPEA
(178 mr, 1,385 mmoup) B IM® (3 M), 9TO JaBayio MPOIYKT KOHIACHCAIMH, H 3aTEM IMOABEPTaIN YIAICHUIO 3a-
IIUTHBIX Ty, Ucoib3yst TBAF/TT'® (63 mr/5 mi), 4Tto maBano ykazaHHOE B 3aroJioBke coenuHeHue (32 mr,
30,18%).

'H SIMP (JIMCO-dg, 400 MI'ry): & +,85 (c, 1H), 8,55-8,54 (x, 1H), 8,42 (c, 1H), 7,81 (c, 1H), 7,70-7,68 (x,
1H), 7,48-7,46 (M, 2H), 4,92-4 .91 (a, 1H), 3,83 (c, 1H), 3,74-3,64 (M, 4H), 3,64-3,62(m, 4H), 3,17-3,15 (M, 1H),
3,02-2,99(m, 1H), 2,83-2,79 (m, 1H), 2,73-2,70 (M, 1H), 2,55 (¢,3H), 1,90-1,84 (M, 2H), 1,66-1,64 (M, 1H), 1,45-
1,43 (M, 1H).

JKXMC 98,47%, m/z = 505,2 (M+1)". BDXKX: 98,78%.

ITpumep 116.

N-(5-(Dypan-3-un)-2-MophoMHOOKCa30I10[4.5-b [mupuanH-6-1)-2-(2-Me TUIHPU AWH-4-HIT ) OKCa3051-4-
KapOOKCcaMHu/T

OY[/ \ N

— o) \NH

o N

—t N N \\
(o]

Cranus 1. [Tonyuenne 5-(dpypan-3-nin)-2-mopdonmHo-6-HUTpoOoKcazono[4.5-bmupununa.

Hcnonp3yst Te ke camble YCIOBUS PEaKkIMu, KOTOpBIE ONMHMCAHbI JJsi craauu 7 mpumepa 1, S-xiop-2-
MOPQOIMHO-6-HUTPOOKCa30310[4.5-b]mupuaun (IpoaykT co craguu 5 npumepa 2) (300 mr, 1,0563 mmois) mon-
BEpraJid B3auMOJICHCTBHIO ¢ QypaH-3-00poHOBO# KuciaoTon (177 mr, 1,5845 MMoIb), UCTIONB3Ys HOIUI HATPUS
(237 wr, 1,5843 mmons) u Pd(dppf)Cl, (86 mr, 0,1056 mmonb) B cmecu 1,2-numerokcuatan/Bona (5/1 mur), 9410
JlaBajio ChIpOe yKa3aHHOE B 3arosoBke coepuHenue (170 mr).

KXMC m/z=317,1 (M+1)".

Cramus 2. [Tomyaenune 5-(¢pypan-3-mr)-2-mopdonmHookcazono[4.5-b | mupuanH-6-aMyHa.

Hcnonp3ys Te ke camble YCIOBHS PEakIMu, KOTOpBIE OMHMCAHbI AN cTaaud 5 mpumepa 1, 5-xmop-2-
MopdoarHO-6-HUTpoOoKcazoo[4.5-bmupuaus (170 mr, 0,5379 MMOITB) BOCCTAaHABIMBAIH C IIOMOIIBIO TTOPOIITKA
muaka (281 mr, 4,303 mmonb) u xmopuga ammonus (460 wmr, 8,607 mmons) B cmecu TI'®/meranon/H,O
(10 Mn1/2 Mi1/1 M) € TONTyYeHHEM yKa3aHHOTO B 3arojioBke mpoaykTa (130 mr, 43,33%).

Cragus 3. Iomyuenue N-(5-(pypan-3-un)-2-mopdonunookcaszono[4.5-b | nupuaun-6-mi)-2-(2-
METHITHPUINH-4-HIT)0KCa30J-4-KapOoKcaMuia.

Hcnonp3yst Te ke camble YCIIOBHS PEaKIMH, KOTOPBIE OIMCAHBI Ul cTaguu 6 mpumepa 1, 5-(dypan-3-nn)-
2-mopdonuHookcazono[4.5-bnupunun-6-amua (100 mr, 0,3496 MMmoip) moaBepraiyd B3aUMOJCHCTBHUIO C
2-(2-meTunnupuanH-4-mr)okcason-4-kapooHoBoit  kucioroi (106 wmr, 0,5244 wmmons), ucnonszys HATU
(172 wr, 0,4545 mmonb) u DIPEA (180 mr) B JIM® (5 M), ¢ MOJTy9eHHEM YKAa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(70 mr, 42,42%).

'H SIMP (JIMCO-dg, 400 MI'n): & 10,19 (c, 1H), 9,02 (c, 1H), 8,71-8,69 (n, 1H), 8,14 (c, 1H), 7,94-7,87
(m, 2H), 7,79-7,75 (m, 2H), 7,01 (c, 1H), 3,76-3,65 (M, 8H), 2,60 (c, 3H).

XKXMC 100%, m/z =473,1 (M+1)". BDXKX: 95,76%.

ITpumep 117.

N-(5-(3-@Topnunepuans- 1 -wmn)-2-mophomHOoOKCca3050[4.5-b [mupuauH-6-mi)-2-(2-MeTHIHPU ANH-4-
MIT)0Kca3on-4-kapOokcamMus
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Cranus 1. [Tonyuenne 1-(2-mopdonuno-6-HUTpOOKCa300[4.5-b|nupranH-5-nn)nunepunnt-3-oia.

Hcnonp3yst Te ke camble YCIOBUS PEaKkIMu, KOTOpBIE OMHMCAHbI JJsl cTaauu 3 mpumepa 1, S-xiop-2-
MOP(OITUHO-6-HUTPOOKCa30o[4.5-bmupumun (mpoaykT co craauu 5 npumepa 2) (300 mr, 1,056 mmons) moa-
BEpraji peakiMy 3aMeIleHHs ¢ murepuauH-3-oaoM (211 mr, 2,110 mmons) u TT'® (5 M) npu KT B Teuenue
14 4 ¢ noy4eHneM yKa3aHHOTO B 3arojioBke coequHeHus (298 mr, 81%).

KXMC m/z = 350,3 (M+1)".

Cramus 2. [Tomyaenune 5-(3-¢proprmmnepunut- 1 -mi)-2-MopdoauHO-6-HUTPOOKCca300[4.5-b mupuanHa.

Hcnonp3yss Te Ke camble YCIOBUS pEaKIMH, KOTOpPBIE OMNHCAHBl s cTaguu 2 mpumepa 59,
1-(2-MopdomrHO-6-HUTPOOKCca300[4.5-b [mupuanH-S-wi) munepuanH-3-oi (270 mr, 0,7736 mmois) ¢hToprupoBa-
i, uctonb3ys DAST (218 mr, 1,353 mmons) B DCM (20 M), mpu Temneparype -78°C B Tedenue 1 4, mosrydas
yKa3zaHHOE B 3arojioBke coenuaenue (240 mr, 88,4%).

Cranus 3. [onyuenne 5-(3-proprunepunus-1-wmm)-2-mopdonrHookcaszono[4.5-bnupuaun-6-amuHa.

Hcmons3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE OMNHMCAaHbl s crTagud S5 mpumepa |,
5-(3-¢roprunepuanH-1-nin)-2-mopponnHo-6-HuTpookcazono[4.5-bmupunun (230 mr, 0,6552 mMmonb) BoccTa-
HaBJIMBAJIM C MOMOLIBI0 Topomka uHka (340 mr, 5,24 MMonb) u xiopuaa ammonust (555 mr, 10,48 Mmorb) B
cmecu TI'@/Boxa (20/5 mut), 4TO 1aBajo yka3aHHOE B 3arojoBke coequnenue (145 mr, 69%).

Cramus 4. [Tonyuenue N-(5-(3-propnumnepuans-1-un)-2-mopdonmHookcazono[4.5-b|mupuaua-6-mm)-2-(2-
METWITTHPUINH-4-1IT)0Kca30i-4-kapObokcaMuaa.

Hcmonp3yss Te ke caMble YCIOBUSI pEakIWW, KOTOpBIE OMHCaHbl A cragud 6 mpumepa |,
5-(3-proprunepuann- 1 -ni)-2-MmopdonuHookcazono[4.5-b Jmupuaua-6-amun (120 mr, 0,3738 MMmoIs) moaBepra-
T B3aUMOJIEHCTBUIO C 2-(2-METHIMHUPUINH-4-1IT)0KCca30-4-kapOoHoBoM kucioToit (95 wmr, 0,4672 mMmodn),
ucnonb3yst HATU (213 wmr, 0,5605 mmomns) u DIPEA (193 mr) 8 IM® (5 MI1), ¢ TOYyI€HHEM CHIPOTO COESIMHE-
Hus. [IpoaykT 3atem ounnianu ¢ momoinsio nper. TCX, ncrons3ys 3,5% meranon B xsopodopme, rmoiydas yka-
3aHHOE B 3aroyioBke coeauHeHue (81 mr, 34%).

'"H IMP (JMCO-dg, 300 MT'n): & 9,86 (c, 1H), 9,05 (c, 1H), 8,70-8,68 (n, 1H), 8,62 (c, 1H), 7,85 (c, 1H),
7,75-7,74 (n, 1H), 5,10-4,90 (x, 1H), 3,73-3,70 (1, 4H), 3,62-3,61 (T, 4H), 3,26-3,10 (M, 2H), 2,80-2,90 (M, 2H),
2,57 (¢, 3H), 2,20-1,70 (M, 4H).

JKXMC 100%, m/z = 508,0 (M+1)". BDXKX: 99,27%.

ITpumep 118.

N-(5-(4-T'uapokcununepuauH- 1 -uin)-2-MoppoauHookcazonao[4.5-b|mupuauH-6-m)-2-(2-Me T PUITAH-

4-mm)okca3on-4-kapOoKcaMmuI
PV
o LS
NH
OI,

Hcnonp3yss Takue ke YCIOBHS peakUud, KOTOpble onucanel B npumepe 45, 5-(4-((tper-
OYTHILAMMETHIICUITIIT ) OKCH ) TUITEPHU U H- | -11)-2-MOpQonrHOOKCca3010[4.5-b JiupuaiH-6-aMmuH (TIPOIYKT CO CTa-
mun 3 mpumepa 115) (140 wmr, 0,3233 mMMousib) MoOABEprayid B3aMMOJCHCTBHIO C 2-(2-METHINHUPHIMH-4-
WIT)oKcazon-4-kapOoHoBoi kucioToi (66 mr, 0,3233 mmorns), ucmonszys HATU (185 mr, 0,4868 mMMmons) u
DIPEA (167 mr, 1,295 mmomns) B IM® (5 M), 9To 1aBajo MpOAYKT KOHIACHCAIMH, W 3aTeM TIOJIBEPTaIH yIaie-
HUIO 3alIMTHBIX TpymIl, ucrons3ys MeraHoi/MeOH-HCI (5/5 mi), uro naBajio yka3aHHOE B 3arOJIOBKE COCIHHE-
aue (127 mr, 88%).

'H AMP (JIMCO-dg, 300 MI'm): & 9,90 (c, 1H), 9,00 (c, 1H), 8,66-8,64 (1, 1H), 8,58 (c, 1H), 7,83 (c, 1H),
7,74-7,72 (n, 1H), 4,90 (c, 1H), 3,71-3,70 (M, 5H), 3,61-3,59 (m, 4H), 3,12-3,08 (M, 2H), 2,85-2,78 (1, 2H), 2,57
(c, 3H), 1,99-1,96 (m, 2H), 1,79-1,76 (M, 2H).

XXMC 100%, m/z = 506,1 (M+1)". BDXKX: 98,00%.

IIpumep 119.

N-(5-(4-OTopnunepuans- 1 -wmn)-2-MophomHOoOKCca30510[4.5-b [mupuauH-6-mi)-2-(2-MeTUIHPU ANH-4-
WIT)OKCa301-4-KapOoKcaMu,T
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Cranus 1. Iomyuenne 5-(4-propnunepunus- 1 -wm)-2-mophoauHo-6-HuTpooKcazono[4.5-b|nupuanna.

Hcnonp3ys Te jke caMble YCIOBHS pCakIMH, KOTOPBIC ONWCaHBl Ui CTagud 2 mnpumepa 59,
1-(2-mopdonmHo-6-HUTpOOKCca30i0[4.5-b [mupunuH-5-mwn)nunepuauH-4-o1 (MpoaAyKT co craxuu 1 mpumepa 115)
(200 wmr, 0,5730 mMmoub) propupoBanu, ucronb3ys DAST (161 mr, 1,002 mmons) B DCM (20 M), pu Temrie-
parype -78°C B Teuenue 1 4, moydast ykazaHHoe B 3arosioBke coeannenne (191 mr, 95%).

KXMC m/z = 352,1 (M+1)".

Cramus 2. [Tomyaenne 5-(4-dbroprmnepunnt- 1 -mm)-2-mopdomarmHookcazono[4.5-b |mupuanH-6-aMHuHa.

Hcnone3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl IS CcTaguu S5 mpumepa 1,
5-(4-proprunepuanH- 1 -ni)-2-MophoauHO-6-HUTpOoOoKcazono[4.5-b jmupuaua (190 mr, 0,5413 MmMonb) BoccTa-
HABJIMBAIM C MOMOIIBIO Mopoinka IuHKa (281 mr, 4,33 MMonb) u xiaopuga ammonus (460 mr, 8,66 MMoib) B
cmecu TT'®/Boga (20/5 mit) ¢ mOTy4YeHUEM YKa3aHHOTO B 3aroyioBKe Mpoaykra (90 mr, 52%).

Cranus 3. [Tonyuenue N-(5-(4-roprmnepunus-1-wmi)-2-mopponunooxcasoino4.5-bmupuann-6-mm)-2-(2-
METHITHPUINH-4-HIT)0KCa30J1-4-KapOoKcaMuia.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOpPHIC OIUCAHBI i cragud 6 mpuMmepa 1,
5-(4-¢roprunepuanH-1-nm)-2-mopdonnHookcazono[4.5-bmupunun-6-amuH (85 mr, 0,2647 MMOIIB) HOABEPTaIH
B3aMMOJICHCTBHIO C 2-(2-MeTHIMHPUANH-4-1IT)0Kca30J1-4-kapOoHOBOH KucIoTol (67 Mr, 0,328 MMOIIB), HCITOJIb-
3ys HATU (149 wr, 0,394 mmons) u DIPEA (135 mr, 1,050 mmons) B JIM® (5 M), ¢ TOTydeHUEM CHIPOTO CO-
enuneHms. [IpoxykT 3aTeM oummanu ¢ nomomursio npen. TCX, ucrmons3ys 3,5%-HBII METaHOT B XJIOpodopme,
TOJTy4ast yKa3aHHOE B 3arojioBke coenuaenue (81 mr, 34%).

'H SIMP (CDCl;, 300 MI'm): 8 10,00 (c, 1H), 8,76 (c, 1H), 8,70-8,69 (n, 1H), 8,39 (c, 1H), 7,82 (c, 1H),
7,71-7,69 (nm, 1H), 5,00-4,70 (M, 1H), 3,84-3,81 (T, 4H), 3,76-3,73 (1, 4H), 3,29-3,21 (M, 2H), 3,10-3,05 (M,
2H), 2,67 (c, 3H), 2,27-2,18 (M, 4H).

JKXMC 100%, m/z = 508,3 (M+1)". BDXKX: 90,17%.

ITpumep 120.

T'unpoxnopun (S)-N-(5-(3-amunONIMTICpU AMH- | -11T)-2-MOpomHOTHA3070[ 4. 5-b [IupuanH-6-111)-2-(2-
METHITTHPUINH-4-1T)0KCca30i1-4-KapOokcamuia

\N P NH, -HCI

N N™ (g

Cramqus 1.  Tlomyuenme  tper-Oytmnm  (S)-(1-(2-mopdonmHo-6-aETpOTHA3070[4.5-b|MUpHaNH-5-
W) TMIEPUINH-3-1T)KapOaMaTa.

Hcnone3ys Te ke caMble YCIOBHs peakiUM, KOTOpble omucaHsl i cTaguu 1 nmpumepa 38, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupunun-2-mn)MopdonuH (mpoaykr co craauu 4 npumepa 20) (200 mr, 0,66 Moip) mox-
BEprajy peakiiy 3aMeneHus ¢ TpeT-0ytun (S)-nunepuaus-3-uikapdamarom (199 mr, 0,99 MMoib), HCHIONB3YS
kapOoHat Kanus (276 mr, 1,99 mmons) u TT'® (10 mi1), ¢ momydeHneM ChIpOro MpoayKTa, KOTOPOE HUCIIOIb30Ba-
JIM KaK TaKOBOM Ha ClIeqyIollel CTauu.

Cramuss 2. Tlomywenme  Tper-Oytrm  (S)-(1-(6-ammHO-2-MophonmHOTHA3050[4.5-bmupunnH-5-
W) ATIEPUINH-3 -1 )KapOamarTa.

Hcnons3ys Te ke caMmble YCJIOBHUSI pEaKklMy, KOTOpPhIE OMWCaHbl JJIsl CTaAuMu 5 mpumepa 1, ChIpoit Tper-
oyrun  (S)-(1-(2-MopdoarHO-6-HUTPOTHA30IO[4.5-b |MUPUAMH-S5 -1 ) TUTIEPUANH-3 -1 )KapOaMaT BOCCTaHABIIH-
BaJIM C TIOMOIIIBbIO TIopomka nmuHka (338 mr, 5,1724 mmons) u xjaopuaa ammoHus (553 mr, 10,344 MMonb) B cMe-
cu TI'®/metanon/H,0O (10 m/2 M/l mut), 9TO HaBajio ykazaHHOE B 3aroyioBke coenuHenue (180 mr, 64,48%).

KXMC m/z = 4354 (M+1)".

Cragus 3. Tomywyenme tper-Oytun (S)-(1-(6-(2-(2-meTmnmupuauH-4-mr)okca3on-4-kapOookcamMuo)-2-
MopdosmHOTHA3010[4.5-b | MupHIuH-5-1T) e puaAnH-3-11)Kapbamara.

Hcnonp3yst Takue ke YCIIOBUS peaklIWH, KaKue ONMCaHbl Ha craxuu 6 mpumepa 1, tper-oyrmia (S)-(1-(6-
amMHuHO-2-Mop¢oanHoTHa3010[4.5-b|mupuanH-5-mn)nunepunus-3-un)kapoamat (450 mr, 0,464 MMoIb) oBEp-
TaJIA B3aMUMOJICHCTBHIO ¢ 2-(2-MeTHINHPUANH-4-1IT)0KCca30i-4-kapOoHOBOM KucIoTo# (296 mr, 1,4547 mmonb),
ucnons3yst HATU (479 wmr, 1,2607 mmoinb) u DIPEA (501 wmr, 3,8793 MmMonb) B IM® (5 M), 9To gaBayio yka-
3aHHOE B 3aronoBke coeannenue (400 mr, 66,66%).

KXMC m/z = 621,4 (M+1)".

Cramus 4. Ilomyuenwme ruapoxiopuaa (S)-N-(5-(3-amuHonunepuaus-1-wmi)-2-mopdonmuHornazomno[4.5-
b JnupuanH-6-1i1)-2-(2-Me THITTUPU U H-4- 1T )0OKCa301-4-KapOoKcaMuia.
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Hcnonp3yst Te ke camble YCIIOBHUS PEaKLMM, KOTOPbIE OIMCaHBI JUIl cTaauu § mpumepa 1, Tper-OyTmi
(S)-(1-(6-(2-(2-meTnnmupuanH-4-1)0Kcazon-4-kapookcamu1o)-2-MophoarHOTHA3010[ 4. 5-b JiupuanH-5-
wn)nunepunuH-3-mwi)kapoamat (400 mr, 0,6451 MMOJB) TIOABEPTAIH yIAJICHHUIO 3aMUTHBIX TPYII, UCTIOIB3YS
cMmech pactBop HCI B meTtanone/meranon (5/5 mir), 9To AaBajio ykazaHHOe B 3arojioBke coeamnenue (100 wr,
94,33%).

'H AMP (JIMCO-dg, 400 MI'n): & 9,71 (c, 1H), 9,24 (c, 1H), 8,85-8,83 (n, 1H), 8,75 (c, 1H), 8,26 (c, 2H),
8,13 (¢, 1H), 8,05-8,03 (n, 1H), 3,75-3,73 (m, SH), 3,42-3,39 (M, 4H), 3,16-3,04 (M, 3H), 2,90-2,80 (M, 2H), 2,72
(c, 3H), 2,04-1,90 (m, 3H), 1,79-1,69 (M, 2H).

KXMC 86,06%, m/z = 521,4 (M+1)". BDXKX: 98,61%.

ITpumep 121.

2-(2-Metnnmpunua-4-uin)-N-(2-mopdonnHo-5-(1 H-nupazon-4-nim)tnazono[4.5-b | mupunun-6-

WIT)OKca3o-4-KapOoKcaMus
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Cramuss 1. Tlomyduenme 4-(6-autpo-5-(1-(TeTparuapo-2H-mmupan-2-wmn)-1H-mupazon-4-wmn)Trazono[4.5-
b Jnupuaun-2-un)MopdorHa.

Hcmonb3ys Te &e camble YCIOBHSI PEaKIuH, KOTOPBIE ONMMCAHBI I cTamuu 7 mpumepa 1, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)Mopdonud (nmpoaykt co craauu 4 mpumepa 20) (250 mr, 0,833 Mmoib)
MOZBEpTaiM B3auMopaeicTBuio ¢ 1-(terparuapo-2H-nmpan-2-un)-4-(4,4,5,5-rerpamerni-1,3,2-anokcabopoian-
2-nn)-1H-nmpazonom (579 mr, 2,083 Mmonb), ucnonb3ys Hoaun Hatpus (375 mr, 2,5 MMoiIb), KapOOHAT KaJtust
(345 wr, 2,5 mmons) u Pd(dppf)Cl, (304 mr, 0,4166 mMoins) B cMecu 1,2-mumerokcudtan/Boga (5/1 mi), 9to
JIaBaJio yKa3aHHOE B 3arojioBke coequnenue (150 mr, 43,35%).

KXMC m/z = 417,15 (M+1)".

Cramus 2. Iomydenue 2-mopdonuno-5-(1-(terparuapo-2H-mmpan-2-un)-1H-nmpazon-4-nm)trazomnol4.5-
b JnupuanH-6-amMuHa.

Hcnone3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMCaHBl I CcTaguud S5 mpumepa 1,
4-(6-auTpo-5-(1-(TeTparunpo-2H-mupan-2-wmn)- 1 H-mupazon-4-wmin)trazono[4.5-b [mupunua-2-uia)MopPoauH
(150 mr, 0,360 MMOJIB) BOCCTaHABJIMBAIIN C TIOMOIIIBIO TIopotnka IuHKa (188 Mmr, 2,8846 MMoib) U XJopuaa aM-
moHus (308 mr, 5,769 mmons) B cmecu TT'@/Boga (5/1 mi), aro gasasno ceipoit mpoaykt (110 mr, 79,23%).

KXMC m/z = 3872 (M+1)".

Cragus 3. Ilomyuenme 2-(2-metmnmupunnH-4-wmn)-N-(2-mopdomuno-5-(1H-mupazon-4-wmm)ruazono[4.5-
b]mupunuH-6-11)0Kcazo-4-kapOooKcaMua.

Hcnonp3yst Takue >K€ YCJIOBHS peakiMu, KOTOpble omucaHsl B mpumepe 45, 2-mopdonmno-5-(1-
(terparunpo-2H-nupan-2-nn)-1H-tupazon-4-un)tuazono[4.5-bjmupuann-6-amuna(130  mr, 0,336  mMmous)
MOJABEPTaM  B3aMMOJCHCTBHIO € 2-(2-MeTHINHpUANH-4-min)okca3on-4-kapOoHoBolt  kucyoroid (103 wr,
0,505 mmomp), ncnons3yst HATU (166 mr, 0,4378 mmoins) u DIPEA (174 mr, 1,347 mmons) 8 AIM® (5 mun), uro
JABAJIO MPOAYKT KOHICHCAIMH, U 3aTeM HOABEPTalH YIAICHUIO 3aIIUTHBIX TPYIII, HCroiab3ys MeTano/MeOH
HCI (2/5 M), uTo maBano yka3zaHHOE B 3arojoBke coequnaenue (75 mr, 67,56%).

'H IMP (IMCO-dg, 400 MI'r): & 13,0 (c, 1H), 10,18 (c, 1H), 9,02 (c, 1H), 8,69-8,68 (1, 1H), 8,31 (c, 1H),
8,20-8,00 (ymmp. ¢, 2H), 7,87 (¢, 1H), 7,79-7,78 (1, 1H), 3,76-3,64 (M, 8H), 2,60 (c, 3H).

XKXMC 100%, m/z = 489,3 (M+1)". BDXKX: 95,64%.

IIpumep 122.

N-(5-(6-DPToprupunus-3-mi)-2-MopPoarnHOoTHA30I0[4.5-b [T puIUH-6-11)-2 -(2-Me TUITUPUANH-4 -
WIT)OKCa301-4-KapOoKcamu,T
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Cranus 1. [Tonyuenne 4-(5-(6-¢pToprnupuani-3-un)-6-HuTpoTnazosno[4.5-bnupunus-2-un)MopdonnHa.

Hcnonp3yst Te e camble YCIIOBHSI PEakIM, KOTOpPBIC OMUCAHBI /I cTaguu 7 mpumepa 1, 4-(5-xiop-6-
HUTpOTHA3050[4.5-b]mupumus-2-wn)mopdonu (npoaykt co craauu 4 mpumepa 20) (200 mr, 0,666 MMoOIb)
MOJIBEPTalid B3aUMOJICHCTBUIO C (6-PTOpIUpUANH-3-1I1)00pOHOBOM KHCIO0TOU (234 Mr, 1,66 MMOIIB), UCTIONB3YS
womun wHatpus (299 wmr, 1,99 mmons), kapOonat kamums (276 wmr, 1,99 mmons) u Pd(dppf)Cl, (243 wr,
0,333 mMMonb) B cMmecu 1,2-numetokcudTan/Bona (5/1 M), 94To MaBajo yKa3aHHOE B 3aroJIOBKE COCIMHCHHUE
(152 mr, 63,33%).
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Cranus 2. [lonyuenne 5-(6-propnupuaun-3-mi)-2-MopdonnHoTHasono[4.5-b JnupuanH-6-aMrHa.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOPHIC OIMCAHBI s CTagud S5 mpumepa |1,
4-(5-(6-propmupuanH-3-mn)-6-aHuTpoTraszomno[4.5-bmupuaun-2-mwn)mopdomma (152 mr, 0,4210 MMoms) BoccTa-
HaBJIMBAIH C MMOMOIIBIO mopomka muaka (220 mr, 3,368 MMob) U xmopuaa aMMoHus (360 mr, 6,736 MMOJb) B
cmecu TT'@/Bona (5/1 mir), aTo maBano ceipoit mpoaykT (150 mr).

KXMC m/z =331,9 (M+1)".

Cramus 3. Tlomyduenme N-(5-(6-propmupuann-3-mn)-2-mopdosmHorrazono[4.5-b]mupuaua-6-mm)-2-(2-
METWITTHPUIRH-4-1JT)0Kca30i1-4-kapObokcaMuaa.

Hcnonp3yss Takue K€ YCIOBHS pEaKIMW, KaKhe OMUCAHbl Ha CTaguu O mpumepa 1, CBIpoi
5-(6-propmupuauH-3-mn)-2-mopdonmHoTHA3070[4.5-b |[mupuanH-6-amuH (150 mr, 0,4531 MMoJB) mOABEpraIu
B3aUMOJICHCTBUIO ¢ 2-(2-MeTHianupuanH-4-min)okca3on-4-kapooHoBoit kucioToit (138 mr, 6,797 Mmorb), uc-
nons3ys HATU (223 wr, 0,589 mmons) u DIPEA (234 mr, 1,812 MmMons) B JIM® (5 Mit), 94To maBaio ykazaHHOE
B 3arosioBke coenunenue (110 mr, 47%).

'H SIMP (IMCO-d, 400 MI'n): & 10,4 (c, 1H), 8,91 (c, 1H), 8,74 (c, 1H), 8,68-8,66 (1, 1H), 8,589-8,582
(n, 1H), 8,427 (c, 1H), 8,00-7,98 (n, 1H), 7,82 (c, 1H), 7,74-7,73 (n, 1H), 3,76-3,75 (1, 4H), 3,67-3,66 (1, 4H),
2,58 (c, 3H).

KXMC 79,07%, m/z = 518,3 (M+1)". BDXKX: 95,64%.

ITpumep 123.

N-(5-(3-T'mmpoxcu-8-azabunumkio[3.2.1]okran-8-mi)-2-MopdoamaoTHA3010[4.5-b [IupuanH-6-1m)-2-(2-
METWIITAPUIHH-4-1JT)0KCca3071-4-KapOokcaMu g
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Cramust 1. Ilomyuenme 8-(2-mopdonunHo-6-HUTpOTHA30710[4.5-b|MupuanH-5-1i)-8-a3adunukino[3.2.1]-
OKTaH-3-07Ja.

Hcrmonb3ys Te e camble yCIOBHUS PEAKIMK, KOTOPhIE ONMMcaHbl I cTanuu 1 mpumepa 38, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-uin)Mopdonud (mpoaykt co ctaauu 4 nmpumepa 20) (300 mr, 1 MMOJIB) TOABED-
TaJIM PeaKIiy 3aMeIleHus ¢ THAPOXIopuaoM §-azabunukiio[3.2.1]okran-3-oma (195 mr, 1,2 MMOJIB), HCTIONB3YS
kapOoHaT kanmus (552 mr, 4 Mmodb) u JIM® (5 mut), ¢ TOJTydeHneM YKa3aHHOTO B 3arojIoBKe MpoaykTa (360 mr,
92,3%).

KXMC m/z =392,1 (M+1)".

Cragus 2. Ilomyuenwe 8-(6-amMuHO-2-MOpdoarHOTHA300[4.5-b |mupuaun-5-1n)-8-a3zadurmkino[3.2.1]-
OKTaH-3-0Ja.

Hcnonp3yss Te jke caMble YCIOBHS pCakIUH, KOTOPBIC ONMCAaHBI Ui CTamguu 2 mnpumepa 38,
8-(2-mopdosmHO-6-HUTpOTHA305I0[4.5-b | MTUpHIHH-5-1111)-8-a3a6unmkno[3.2. 1 JokraH-3-071 (350 MT,
0,8951 MMosb) BOCCTaHABJIMBAJIM C MOMOIIBIO MOpOIIKa IuHKa (468 mr, 7,161 MMoib) M Xjopuaa aMMOHHSA
(766 wmr, 14,321 mmoub) B cMecu TT'®/Boma (10/2 mit), 9To maBano ykazaHHOE B 3arojioBke coequHenue (280 mr,
86,68%).

KXMC m/z =362,1 (M+1)".

Cramuss 3. Ilomyuenme N-(5-(3-rumpokcu-8-azadbunmkio[3.2.1]okran-8-mr)-2-mopdonuaoTHA3070[4.5-
b JnupuanH-6-1i1)-2-(2-Me THITTUPU TUH-4- 1T )0OKCa301-4-Kap OoKcaMuIa.

Hcmonb3ys Te ke caMble YCIOBHS peakliy, KOTOPBIE OMMCAHbI I cTaauu 6 mpumepa 1, 8-(6-amuHO-2-
MophoTuHOTHA30I0[4.5-b JiupunuH-5-mn)-8-a3zadurukino[3.2. 1 Jokran-3-o1 (100 mr, 0,2770 mMonb) moaBepra-
T B3aMMOJEUCTBHIO ¢ 2-(2-MeTHINHPHANH-4-ni1)oKca3on-4-kapOoHoBol kucioroi (85 wmr, 0,4155 mmonb),
ucnonbzys HATU (136 wmr, 0,3601 mmomns) u DIPEA (143 wr, 1,108 MmMons) B IM® (5 M), urto maBaio yka-
3aHHOE B 3aroJyioBke coenqunenue (120 mr, 79,47%).

'H SIMP (JIMCO-dg, 400 MT'n): & 9,52 (c, 1H), 9,08 (c, 1H), 8,78 (c, 1H), 8,71-8,70 (x, 1H), 7,81 (c, 1H),
7,73-7,72 (c, 1H), 4,568-4,563 (1, 1H), 4,10 (c, 1H), 4,03 (c, 2H), 3,74-3,72 (T, 4H), 3,58-3,55 (M, 4H), 2,59 (c,
3H), 2,42-2,39 (M, 2H), 2,20-2,18 (M, 2H), 1,94-1,93 (M, 2H), 1,83-1,80 (M, 2H).

XKXMC 100%, m/z = 548,5 (M+1)". BDXKX: 95,67%.

IIpumep 124.

N-(2-(3-T'mapokcununepuant- 1 -un)-5-(munepunuH- 1 -mr)tuasono[4.5-b jrupuaua-6-1m)-2-(2-
METWIIITAPUIUH-4-1JT)0KCca3071-4-KapOokcaMu g
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Cranus 1. [Tonyuenne 6-6poM-5-xsoprra3zono[4.5-b]mupunun-2-Trona.

Hcnonp3ys Te e caMble YCIOBUS PEaKIMU, KOTOPBIC OMUCAHBI Ui cTamuu 1 mpumepa 1, 3,5-mubpom-6-
xynoprupuanH-2-amMuH (3 T, 10,489 MMOJIb) UKIIM30BAHN, UCTIONB3YS dTHIIKCaHTaT Kams (3 T, 18,881 MMoup) B
JAM® (50 mu), npu temmneparype 155°C B Teduenwe 3 9 C TMOIydeHHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa
(2,95 1, 100%).

KXMC m/z = 280,8 (M-1)".

Cramus 2. [Tomydenne 6-0poM-5-x10p-2-(METHITHO )THA30J10[4.5-b [mupuanHa.

Hcnone3ys Te ke camble YCIOBHS PEaKLIWH, KOTOpble OMMCAHBI I cTaauu 2 mpumepa 1,6-06pom-5-
xyoptuaszoino[4.5-b]mupuaun-2-tnona (3 v, 10,676 MMoJIb) MOABEpPTAIN METHIMPOBAHHUIO, UCTIONB3Ysl KapOOHAT
kamus (2,94 T, 21,352 mmons) u metwmiionua (2,29 r, 16,014 mmons) B atmwnanerare (100 mi), ¢ morydyeHHeM
YKa3aHHOTO B 3arojioBke coeaunenus (3,16 r, 100%).

KXMC m/z =296,7 (M+1)".

Cranus 3. Ionyuenne 2-(3-(0eH3MIOKCH ) TUNIEpUINH- | -1101)-6-0poM-5-x10pTHazono[4.5-b jnupuans.

Hcnonp3ys Te e caMble YCIOBHS PEaKIuU, KOTOPBIC OMUCAHKI Ui cTanuu 1 mpumepa 38, 6-6pom-5-xiop-
2-(metmintro)trasono[4.5-bmupuaun (500 mr, 1,689 MMoIB) MMOABEpraid PEAKIMK 3aMEIIEHUS ¢ THIPOXJIOPH-
oM 3-(6em3mnoken)nunepuauHa (322 mr, 1,689 MMoub), ncmons3ys kapooHar kamus (932 mr, 6,756 MMOIb) U
TI'® (5 mi), npu Temneparype 85°C B Teuenne 14 49 ¢ moyrydeHreM ChIporo npoaykra. CeIpod MPOIYKT OUHIIa-
JIY, UCTIONB3YS KOJIOHOYHYIO XpoMaTorpaduro Ha cuimkarene 60-120, u coequHEeHHe dITIOUPOBAIH, UCTIONB3YS B
KagecTBe 3mioeHTa 30%-HBIM STHIAETAT B TE€KCaHEe, C MOJIYYEHHEM YKa3aHHOTO B 3arojIOBKE COCIUHEHHUS
(280 wmr, 37,8%).

KXMC m/z = 438,2 (M)".

Cramust 4. Ilomyuenme 2-(3-(GeH3miiokcn)nunepuanH-1-mi)-6-0pom-5-(munepuanH-1-nmm)rruazomno[4.5-
b]nupununa.

Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpble ONHMCaHbl I craaud | mpumepa O,
2-(3-(6en3moken ) munepuauH- 1 -1i)-6-6pom-5-xnopturazono[4.5-bmupuann (280 mr, 0,639 MMoib) nmoaBepra-
JIY peaKIny 3aMenieHns, ucnob3ys munepuant (1 mim) B TT'® (1 mur) 125°C B Tedenue 14 49 ¢ moydeHHUEM ChI-
poro mpoxykTa (280 mr).

KXMC m/z = 489,1 (M+2)".

Cramuss 5. Tlomyuenme — N-(2-(3-(6eH3MmoKcH)mUNepuanH- 1 -m)-5-(munepuaun- 1 -m)Trazono[4.5-
b Jnupuana-6-1i1)-2-(2-Me THITUPU U H-4- 1T )0OKCca301-4-Kap OoKcaMuIa.

K pactBopy 2-(3-(6eH3uIOKCH )TATIEPUANH- | -11)-6-0poM-5-(TTunepuanH- 1 -rt)Trazono[4.5-b mupunnna
(50 wr, 0,102 mmous), 2-(2-MeTunanupuanH-4-nin)okcazon-4-kapookcamuna (31 mr, 0,154 mMmonb) (Ipomexy-
TouHOe coenuHeHue 23) u pocdata kamus (65 mr, 0,306 mmois) B 1,4-1uokcane (4 M) JOOABISUTA HOTUI MEIH
(2 wmr, 0,01 mmonb) U TpaHC—Nl,NZ—L[I/IMGTI/IJIHI/IKJIOFCKcaH—1,2-L[I/IaMI/IH (5 wmr, 0,030 MMOITB) ¥ HarpeBaIH MPHU
temneparype 110°C B TeueHue 14 4. PacTBopuTeNb OTIOHSIM M OUUINANH C MOMOUIbIO KOJIOHOYHOM Xpomaro-
rpadun Ha cumkarene 60-120, ncrons3ys 5%-Hblit Mmetanos B DCM B kauecTBe 3III0CHTa, MMOJIydasi yKazaHHOe
B 3aroyioBke coeaunenue (40 mr, 64,5%).

KXMC m/z = 610,3 (M+1)".

Cramus 6. IMomyuenne N-(2-(3-ruppokcurnurnepunut-1-mmn)-5-(munepuaus- 1-mr)truazono[4.5-b jrupuana-
6-111)-2-(2-Me TP UINH-4-1IT) OKCca30J1-4-kapOoKcaMu/Ia.

Hcrmone3ys Takue ke yCIOBHS peakilii, Kakue onmvcaHbl Ha ctaguu 8 npumepa 1, N-(2-(3-(0eH3um0KCcH)-
UTnepUInH- 1 -1)-5-(unepuaus- 1 -mn)trazono[4.5-bmupuana-6-mm)-2 -(2-Me THIMHPUANH-4-1JT )0OKCa3071-4-
kapOokcamuz (200 mr, 0,328 MMoIIb) MOBEpraIy yAaJeHUIO 3aUTHBIX TPy, uctionb3yss TOY (5 mi) u Tomy-
ox (1 M), mpu Temneparype 110°C B Tedenue 14 4 ¢ moaydeHHeM ChIpOro NMpoaykTa. [lomydeHHbIH ChIpoi mpo-
JQYKT OUHIany ¢ nomousko npen. BOXX, nonydas ykaszaHHoe B 3aronoBke coequnenue (50 mr, 29,4%).

'H SIMP (CDCls, 300 MTI'm): & 9,90 (c, 1H), 9,00 (c, 1H), 8,70-8,69 (x, 1H), 8,39 (c, 1H), 7,83 (c, 1H),
7,74-7,25 (c, 1H), 4,05-3,94 (m, 2H), 3,85-3,70 (m, 1H), 3,53-3,51 (M, 2H), 3,14-3,10 (T, 4H), 2,67 (c, 3H), 1,92-
1,58 (m, 11H).

XKXMC 96,10%, m/z = 520,4 (M+1)". BOXKX: 97,47%.

ITpumep 125.

2-(2-AneramunonupuauH-4-mi)-N-(5-(4-TuapokcununepuauH- 1 -m)-2-mophommHOTHA30I10[4.5-

b JnupuanH-6-1I1)0Kca3oi-4-kapOoKcaMu,I

—\ NH HA
N/ Srﬁ e
Q N—4

N | —

g
OH

Hcmonp3yss Takue ke YCIOBHS peakUud, KOTOpble onucanbel B npumepe 45, 5-(4-((tper-
OYTHIIAMMETHIICUITII ) OKCH ) TUIIEPHUIUH- | -11)-2-MOoponrHOoTHA30110[4.5-b [IupuIuH-6-aMUH (TIPOAYKT CO CTa-
qun 3 mpumepa 85) (155 wmr, 0,3452 MMoib) mOABEpraid B3auMOJCHCTBUIO ¢ 2-(2-alleTaMUIOIMHPUINH-4-
WIT)oKca30-4-kapOOHOBOH KucioTol (mpoMexyrouHoe coeamHenue 20) (106 mr, 0,4315 MMoib), HCTIONB3YS
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HATU (197 wmr, 0,5188 mmons) u DIPEA (179 wr, 1,3835 mmoine) B IM® (5 Mi1), ¢ OTydeHHEM CBIPOTO CO-
€IMHEHUSI U 3aTEM ITOJIBEpTaIl YAAJICHHUIO 3alUTHBIX Tpymil, ucnonk3dyst TBAF/TTI'® (1/10 mi), uto naBajio yka-
3aHHOE B 3aTr0JIOBKE coeanHeHue (42 mr, 46%).

'H SIMP (CDCls, 300 MI'n): § 9,10 (c, 1H), 8,60 (c, 1H), 8,32-8,31 (n, 1H), 7,42-7,41 (n, 1H), 7,33-7,32
(m, 1H), 7,07-7,06 (n, 1H), 3,18 (c, 4H), 3,69-3,67 (M, 4H), 3,30-3,26 (M, 2H), 3,09-3,01 (T, 2H), 2,26 (c, 3H),
2,19-2,16 (M, 2H), 2,00-1,87 (M, 4H).

KXMC 96,40%, m/z = 564,4 (M+1)". BDXKX: 96,95%.

ITpumep 126.

N-(2-(3-T'mmpoxcununepuaut- 1 -uin)-5-(4-rugpoxcununepuinH- 1 -mn)tuazono[4.5-b jmupuanH-6-nm)-2-(2-
METWIITHPUIRH-4-1JT)0KCca3071-4-KapOokcaMu g
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Cramus 1. Tlomyduenwe  1-(2-(3-(6eH3mnokcu)nunepuant-1-mm)-6-6pomrrazomno[4.5-b|mupuaun-5-
W) TIMNEePUINH-4-01a.

Hcmonp3yss Te e caMble YCIIOBHSI pEaKkIHH, KOTOpBIC ONMCAaHbl sl craguu | mnpumepa 38,
2-(3-(6en3mitokcn ) munepuanH- 1 -1i1)-6-0pom-5-(tunepuans- 1 -mir)trazono[4.5-bmupunun (IpogyKT co CTaauu
3 mpumepa 125) (200 mr, 0,456 MMOIIB) OABEPTaM PEAKIMH 3aMEIIECHHS C 4-THAPOKCUIIMIEPUIUHOM (56 M,
0,547 mMonb), ucrions3ys kKapOoHat kamus (126 mr, 0,912 mmons) u AM® (5 mur), npu temnepatype 150°C B
TEYEHUE 5 U C MOJyYEeHHEM CBIPOro npoaykra (250 mr).

KXMC m/z = 505,3 (M+2)".

Cramus 2. Tlomyduenme 2-(3-(0€H3MIOKCH)MUTIEPUINH-1-11)-6-0poM-5-(4-((TpeT-0y THIAMMETHIICHITII )-
OKCH)TIAIIepUANH- | -1 ) THazomno[4.5-bnupuauna.

Hcnonp3ys Te jkxe caMmble YCIOBHS pEakIiH, KOTOpble ONMCAaHBI Ui CcTaguu 2 mnpumepa 41,
1-(2-(3-(6en3mnokcn ) munepuauH- 1 -ui)-6-6pomrrazono[4.5-b Jnupu auH-5-wn) nunepuanH-4-01 (250 MT,
0,496 MMoJIb) TOABEpTaiyM peakluy BBEISHUS 3aIUTHBIX Tpynn, ucrnoibdys TBDMC xmopux (149 wr,
0,992 mmone), mmuaazon (50 mr, 0,744 mmone) u DMAP (60 mr, 0,496 mmons) B IM® (5 mu), mpu KT B Teue-
HUE 2 4, YTO AABAJIO ChIpoi mpoaykT (306 mr).

Cramgus 3. Iomyuenme N-(2-(3-(0eH3MIOKCH)THIICPUINH- 1 -11)-5-(4-((TpeT-Oy THIANME THIICHITIII)OKCH )-
nUnepuaAnH-1-mi)traszono[4.5-b | mupunun-6-wmi)-2-(2-Me TUITHPU I H-4-1IT) OKCa30J1-4-KapOoKcaMua.

Hcmonp3yss Te e cample YCIOBHS pEaKLUWH, KOTOPbIE OMNMCaHbl JUIs cTaaud S5 mpumepa 125,
2-(3-(6eH3mIIOKCH ) TUNIEpUANH- 1 -1i1)-6-0poM-5-(4-((TpeT-0y THITUME THIICHITIIT ) OKCH ) ITUITCPUANH- | -1JT) THA30710-
[4.5-b]Jmupunun (306 mr, 0,495 MMOIIB) TTOIBEPTATN B3aUMOACHCTBHIO C 2-(2-METHITHPUINH-4-HIT)0OKCa301-4-
kapOokcamugom (120 mr, 0,595 MMoup) (MpoMexkyTouHOe coeamHenne 23), ucnonb3ys ocdar kanmus (314 wmr,
1,485 mmomn), woaun menu (10 mr, 0,049 MMonb) u TpaHc- Nl,Nz—,I[I/IMeTI/IHLII/IKIIOFCKcaH—l,2—Z[I/IaMI/IH (21 wr,
0,148 mmomw) B 1,4-muokcane (5 mur), mpu temmneparype 110°C B Teuenne 14 94 ¥ oUMIAIHA C TIOMOIIBIO KOJIO-
HOYHOHM xpomarorpaduu Ha cwimukarene 60-120, ucrons3yst 2%-ubiit MetaHon B DCM B KadecTBe 3ITIOCHTA,
noxy4asi yKkasanHoe B 3aroyioBke coepunenue (300 mr, 84,2%).

Cragus 4. Iomyuenue N-(2-(3-(6en3mroken)munepuanH- 1 -ui)-5-(4-ruApoKCUIUIIEpUIUH- 1 -
W) THas3ono[4.5-bnupuauH-6-11)-2-(2-Me THIIHPH INH-4 -1 ) 0OKca30il-4-kapOokcamu 1a.

Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIE ONHMCAaHbl s craaud 8 mpumepa |,
N-(2-(3-(6en3unokcn)urepuauH- 1 -u)-5-(4-((TpeT-0y THILAMME THIICUITIIT ) OKCH ) TUITePU U H- | -1i) THa30510[ 4. 5-
b]mupunuH-6-1i)-2-(2-Me THIMHPHIMH-4-11)0Kcazoi-4-kapookcamuy (150 mr, 0,202 MMoib) moaBepraiy yaa-
JICHUIO 3aIIUTHBIX TPYIII, UCMONB3Ys cMech pactBop HCI B meTanosne/meranon (1/1 M) ¢ moy4eHHEeM CHIPOTO
coenuHeHus (120 mr).

KXMC m/z = 626,4 (M+1)".

Cramus 5. Tomyuenne N-(2-(3-ruapokcHIUATIEpUINH- | -11)-5-(4-ruApOoKCUTTUIIEpUIUH- | -1IT)THAa30110[4.5-
b JnupuanH-6-111)-2-(2-Me THITTUPU TUH-4- 1T )0KCa301-4-Kap OoKcaMuia.

Hcnone3ys Takme K€ YCIOBHSA pEaKknWW, KakWe ONWCaHbBl Ha cTagud 8§ mpuMepa 1,
N-(2-(3-(6en3mnoken)munepuIus- 1 -ui)-5-(4-ruapokcununepuaus- 1 -mr)trazonol 4. 5-b jnnpuans-6-mm)-2-(2-
METWIMTUPUIUH-4-1T)0Kcazou-4-kapookcamun (120 mr, 0,191 MMoib) noaBeprany yialneHUIO 3alIUTHEIX TPYIII,
ucnonb3yst TOY (5 mu) u Tomyoun (1 mun), npu Temneparype 110°C B TeueHne 1 4 ¢ moIydeHHEM CBHIPOTO IIPO-
aykrta. [lomyueHHBI CBIpOM MPOAYKT oyMIianu ¢ nmomouibio mpen. BOXKX, momyuas ykazaHHOe B 3arojoBKe
coeauHenue (40 mr, 39,2%).

'H AMP (JIMCO-dg, 400 MI'n): & 9,76 (c, 1H), 9,08 (c, 1H), 8,91 (c, 1H), 8,70-8,69 (u, 1H), 7,89 (c, 1H),
7,79-7,77 (n, 1H), 5,09-5,08 (n, 1H), 4,90-4,89 (n, 1H), 3,88-3,86 (m, 1H), 3,73-3,62 (M, 3H), 3,21-3,11 (M, 4H),
2,89-2,86 (T, 2H), 2,67 (c, 3H), 2,02-1,99 (M, 2H), 1,90-1,77 (m, 4H), 1,53-1,23 (M, 2H).

KXMC 81,88%, m/z = 536,3 (M+1)". BDXKX: 98,31%.

-92 -



038748

ITpumep 127.
2-(2-AneramunonupunuH-4-mn)-N-(5-(3-ruapokcununepuant- 1 -mn)-2-Mop hoTHHOTHA30I0[4.5-
b JnupuanH-6-1i1)0Kca3o-4-kapOoKcaMHu,T
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Cranus 1. [Tomyuenne 1-(2-mopdonuno-6-aHuTpoTHazono[4.5-bnupuaun-5-mn)nunepunun-3-omia.

Hcnone3ys Te ke caMble YCIOBHsI peakiUM, KOTOpble OIMMCaHbl Ui cTaguu 2 npumepa 43, 4-(5-xmop-6-
HUTPOTHA30J10[4.5-b]mupunuH-2-un)Mopdonud (nmpoaykT co craauu 4 mpumepa 20) (500 mr, 1,66 Mob) mon-
BEprajiil peakliy 3aMEeIeHHs, UCIIONB3Ys munepuanH-3-oi (202 mr, 1,99 MMonb), UCTIONB3Ys KapOOHAT Kaus
(691 wmr, 4,99 mmoup) B JIM® (5 mur), npu KT B Teuenue 2 4, moydas ykazaHHOE B 3aroJIOBKE COCIMHCHHE
(500 wmr, 83,33%).

KXMC m/z =366,2 (M+1)".

Cramus 2. Tomyaenne 4-(5-(3-((TpeT-OyTHIAMMETHIICYIIHAI)OKCH ) TUTIEPUINH- | -1IT)-6-HUTPOTHA30I10[4.5-
b]mupunus-2-un)MopdonnHa.

Hcnonp3yss Te jke caMble YCIOBHS pCakIMH, KOTOPBIC ONWCAaHBl Ui CcTamguu 2 mnpumepa 41,
1-(2-mopdonuHo-6-HUTpOTHA30110[4.5-b JIMpuanH-5-un)munepuaun-3-oi (300 mr, 0,8219 mMMmonb) noaBepraiu
peakuuy BBEICHHUS 3alIMTHBIX Tpymil, ucronas3ys TBDMC xmopun (185 wmr, 1,2 32 mmois), nmunazon (111 mr,
1,643 mmoine) 1 DMAP (20 mr, 0,1643 mmonp) B IM® (5 mn), npu KT B Teuenne 0,5 4, uTo naBaio ChIpon
npoaykT. [TomydeHHBIH CHIPOH MPOIYKT OYHINAINA C MOMOINBI0 KOJMOHOYHOW XpoMaTorpadui Ha CHIIMKAreie
60-120, ncnone3ys 2%-ue1it Metanon B DCM B kadecTBe AMIIOCHTA, TOTy4as YKa3aHHOE B 3aTOJIOBKE COCTUHE-
aue (350 mr, 89,74%).

KXMC m/z = 480,2 (M+1)".

Cramus 3. Tlomydenne 5-(3-((TpeT-OyTHIIAMETHUIICHITIII)OKCH )ITUTIEPUANH- | -H1)-2-MOPHOIMHOTHA30II0-
[4.5-b]mupunuH-6-amuHa.

Hcmone3ys Te ke camble YCIIOBUS peaKliy, KOTOPhIe OMMCaHbI Aisl ctaauu 2 npuMepa 38, 4-(5-(3-((tpet-
OYTHIIAMMETHIICUITIIT ) OKCH ) TUITEPHU U H- | -1T)-6-HUTPOTHA30510[ 4. 5-b |[mupuanH-2-mwn)MopHoTuH (400 MT,
0,8333 MMoIB) BOCCTaHABJIMBAJIM C MOMOIIBIO TOpoIIKa IUHKa (435 Mr, 6,66 MMONB) W XJIOpUIa aMMOHHS
(713 wr, 13,3 mmoinb) B cmecu TT'®/Boma (10/2 mi1), 9TO IaBalio yka3zaHHOE B 3aroyioBke coenuHenue (290 wmr,
77,33%).

KXMC m/z =451,0 (M+1)".

Cramus 4. Tlomyuenme  2-(2-anetamumonupuauH-4-wmi)-N-(5-(3-((TpeT-Oy THI UM THIICUITHAI ) OKCH ) -
MUTNepUIUH- 1 -11)-2-MophommHOTHA30J10[4.5-b [mupuanH-6-1nr)okcazon-4-kapOokcamMuia.

Hcnone3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCaHBl M craguu 6 mpumepa 1,
5-(3-((TpeT-Oy THIANME THIICUITHI ) OKCH ) TUTIEpU N H- | -11)-2-MOop pommHOTHA3010[4.5-b [IupuanH-6-aMyuH
(100 mr, 0,222 MMOIIb) MTOABEPTATN B3aUMOACHCTBHIO C 2-(2-ameTaMuI0TUPHANH-4-11)0KCca3071-4-KapOOHOBOMH
kuciotol (mpomexxytouHoe coeauaenne 20) (82 mr, 0,332 mmons), ucronsdys HATU (108 mr, 0,288 MMonb) u
DIPEA (115 wmr, 0,888 Mmonb) B IM® (5 mi1), 4To maBajio chIpoe YKa3aHHOE B 3aroiioBke coeannenue (132 mr,
88%).

KXMC m/z = 679,5 (M+1)".

Cramgusa 5. [Honyuenue 2-(2-aneramunonupuanH-4-min)-N-(5-(3-ruapokcununepuans- 1 -mm)-2-
MOp(hOTUHOTHA30I0[4.5-b JiupunuH-6-m1)okca3on-4-kapookcamua.

Hcnonp3yss Te ke caMmble YCIOBHS pEaKIUH, KOTOPHIC OIUCAHBI s cTaaud 8 mpuMmepa 1,
2-(2-anetamuponupuauH-4-m)-N-(5-(3-((TpeT-0y THIITUME THIICHIIVIT ) OKCH ) TUTICPU IUH- | -1I1)-2-MOPPOTHUHO-
trazono[4.5-b JmupuauH-6-mn)okcazon-4-kapookcamus (132 mr, 0,1946 MMOIb) TOABEPTaN YAAIESHUIO 3aIHT-
HBIX TPy, UCTIONB3ys cMech pactBop HCI B MeTaHone/mMeTanon (3 M), 94TO JaBajo yKazaHHOE B 3aroJIOBKE
coeruaenue (20 mr, 18,34%).

'H SIMP (IMCO-dg, 400 MTI'm): & 10,81 (¢, 1H), 9,61 (c, 1H), 9,07 (c, 1H), 8,93 (c, 1H), 8,79 (c, 1H),
8,56-8,55 (m, 1H), 7,66-7,65 (x, 1H), 4,81 (c, 1H), 3,88 (c, 1H), 3,74 (c, 4H), 3,58 (c, 4H), 3,30-3,20 (m, 1H),
3,14-3,11 (g, 1H), 2,72-2,60 (M, 3H), 2,15 (c, 3H), 2,05 (¢, 1H), 1,86 (c, 1H), 1,40-1,20 (m, 1H).

KXMC 49,65%, m/z = 565,4 (M+1)". BDXKX: 95,43%.

ITpumep 128.

I'mppoxnopun 2-(2-amuHonupuauH-4-1m1)-N-(5-(3-runpoxcununepuant- 1 -ni)-2-mopdonuHorrnazono[4.5-
b]mupunuH-6-1)okcazon-4-kapookcamua
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Cramus 1. ITonyuenue 2-(2-amuronmupuanH-4-mi)-N-(5-(3-((TpeT-Oy THIIIUME THIICUITIIT)OKCH ) ITATICP U THH-
1-un)-2-mopdonauHoTHA3010[4.5-b [IHpUANH-6-1IT)0OKCca30i1-4-kapOoKcaMHuIa.

Hcnonp3yst Te e camble YCIIOBHS PEaKIUHU, KOTOPBIC OMHCaHBl Jisd craxguu 6 mpumepa 1, 5-(3-((tpert-
OYTHIIAMMETHIICUITII ) OKCH ) TUIIEPUIUH- | -11)-2-MopdonuHOoTHA30110[4.5-b [IupUIuH-6-aMUH (TIPOAYKT CO CTa-
mun 3 mpumepa 128) (100 mr, 0,222 MMmonb) moaBepragy B3aHMMOJCHCTBHIO € 2-(2-aMHHONMPHUIUH-4-
WIT)oKca30-4-KapOOHOBOH KHCIIOTOH (TmpomexxyTouHoe coexunenue 21) (68 wmr, 0,333 mMMoinb), HCHONB3YyS
HATU (109 wmr, 0,288 mmons) u DIPEA (114 mr, 0,888 Mmmonbp) B JIM® (5 M), 9To AaBajo yka3zaHHOE B 3aro-
noBke coenuuaenue (120 mr, 85,71%).

KXMC m/z = 637,4 (M+1)".

Cramus 2. Ilonydenue ruapoxiopuaa 2-(2-amuHOTUpHINH-4-11)-N-(5-(3-ruapoxcununepuaut- 1-mm)-2-
MopdoarHOTHA30110[4.5-b [MupuaAnH-6-1T)0Kca30-4-kapOokcaMuaa.

Hcnonp3ys Te ke camble YCIOBHS pEakUWH, KOTOpbIe OIMMCAaHBl s cTaguu § mpuMmepa 1,
2-(2-amuHOTIMPpUAUH-4-1111)-N-(5-(3-((TpeT-Oy THIAMME THIIC UITHIT ) OKCH ) TUTIE U T H- | -1T)-2-MOp P oTrHO-
tHazono[4.5-bmupuauH-6-un)okcazon-4-kapookcamun (120 mr, 0,188 MMoOIb) MoOABEpPraM YAAJICHUIO 3alUT-
HBIX TPYIIII, UCHOJdb3ys cMech pactBop HCl B MeTanome/MeTanon (5/2 M), 94TO IaBaO YKa3aHHOE B 3arOJIOBKE
coemquaenue (20 mr, 37,73%).

'H IMP (JIMCO-dg, 400 MT'nr): & 9,58 (c, 1H), 9,16 (c, 1H), 8,87 (c, 1H), 8,20-8,19 (x, 1H), 7,53 (c, 1H),
7,28-7,27 (n, 1H), 3,90-3,80 (m, 1H), 3,74 (c, 2H), 3,58 (c, 2H), 3,27-3,25 (M, 2H), 3,14-3,09 (M, 1H), 2,90-2,70
(M, 2H), 2,76-2,73 (M, 2H), 2,10-1,70 (M, 6H).

KXMC 93,20%, m/z = 523,4 (M+1)". BOXKX: 97,01%.

ITpumep 129.

Tunpoxnopun 5-(2-amuHONUpUINH-4-11)-N-(5-(4-ruapokcununepuui- 1 -mm)-2-mopponmaoTHA30710[4.5-
b Jnupuana-6-11)dypaH-2-kapbokcamMuaa
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Hcmonb3ys Takue ke yCIIOBUSl peaKIMH, KOTOphIE ONMucaHbl B mpumepe 45, 5-(4-((Tper-OyTmimumMeTHII-
CHUJTHIT) OKCH ) TUTIEPUIH- | -11)-2-MOpoarHO THA30I10[ 4. 5-b [IupuanH-6-aMUH (TIPOAYKT CO CTaIuu 3 MpuMepa
85) (155 wr, 0,3452 wMMonb) TOABEpTaid B3aUMOJCHCTBUIO C S-(2-ameramumonupuanH-4-ni)dypaH-2-
KapOOHOBOM KHCIOTOH (TIpomekyTouHoe coenuHerue 22) (106 mr, 0,4315 mmons), ucnons3yst HATU (197 wr,
0,5188 mmomb) u DIPEA (179 wmr, 1,3835 mmonb) B JIM® (5 Mi1), ¢ noTydyeHHEM CHIPOTO COCIUHEHHUS U 3aTeM
MOZABEPTaN YAAJCHUIO 3aIIUTHBIX Tpym, ucronas3ys HCI/MeOH (5/5 mi), uro naBajiio yka3aHHOE B 3arOJIOBKE
coemquaenue (50 mr, 55%).

'H SIMP (CD;0D, 300 MI'n): & 8,58 (c, 1H), 7,93-7,91 (u, 1H), 7,55-7,52 (m, 2H), 7,48 (c, 1H), 7,41-7,38
(mm, 1H), 3,88-3,78 (M, 12H), 2,04-1,81 (m, SH).

KXMC 99,14%, m/z = 522,3 (M+1)". BRXX: 97,06%.

ITpumep 130.

Tunpoxmnopun 2-(2-amuHONUpUINH-4-11)-N-(5-(4-ruapokcununepuui- 1 -mm)-2-mopponmaoTHa30710[4.5-
b JnupuanH-6-1i1)okcazon-4-kapookcamMuaa

N
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Hcrmone3yss TakWe IKe YCIOBHSA pPEakIUH, KOTOpble omucaHsl B npumepe 45, 5-(4-((tpet-
Oy THIITUMETHUIICHITIIT )OKCH ) ITUTIEPUANH- | -1 )-2-MoponuHoTHA30510[ 4. 5-b JmupuanH-6-aMuH (TIPOAYKT CO CTa-
nmuu 3 mpumepa 85) (100 mr, 0,222 MMOIIB) TIOABEPTAIHA B3aUMOICHCTBHUIO ¢ 2-(2-aMUHOTTUPHINH-4-HIT)OKCA30J1-
4-xapOOHOBOH KUCIOTOH (TMpoMexkyTodHoe coequHerue 21) (50 mr, 0,244 mmons), ucnons3yss HATU (126 wr,
0,333 mmonb) u DIPEA (114 mr, 0,888 mmons) B IM® (3 mi1), ¢ TIOlydeHUEM CBIPOTO COCIUHEHHS M 3aTeM
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MOZBEPTaN YAAJICHHUIO 3allUTHBIX TPy, Uctoib3ys pactBop HCI B meranone/MeOH (2/1 mi), ¢ monydeHnem
ceIporo coeauHenus. IIpoaykT 3arem ounmanu ¢ nomouipio npern. BOXXX u obpabdateiBanu pactsopom HCI B
METaHOJIe, YTO IaBaJIO YKa3aHHOE B 3aT0JIOBKE coenuHeHue (27 mr, 31%).

'H SIMP (CD;0D, 300 MI'm): & 8,95 (c, 1H), 8,868-8,864 (1, 1H), 8,05-8,03 (1, 1H), 7,687-7,684 (1, 1H),
7,53-7,50 (o, 1H), 3,87-3,84 (t, 4H), 3,73 (c, 4H), 3,54-3,33 (M, 2H), 3,12-3,07 (M, 3H), 2,12-2,09 (M, 2H),
1,90-1,87 (m, 2H).

KXMC 99,56%, m/z =52 3,2 (M+1)". BOXX: 97,24%. Ipumep 131

Tunpoxnopun 2-(2-amuHOTIUpUIUH-4-11)-N-(5-(4-proprunepunus- 1 -un)-2-MmopdonuHoTHa3010[4.5-
b JnmupuanH-6-1i1)okcazon-4-kapookcamMuaa

NH
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Y/
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— \N | N/

L,

Hcnonp3yst Takue ke YCIIOBHSI PEakliH, KOTOpBIE OnucaHbl B mpumepe 45, 5-(4-propnunepuaus-1-wmm)-2-
MopdoarHOTHA30110[4.5-b|mupuanH-6-aMmuH (IPOAYKT co ctamuu 2 mpumepa 98) (70 mr, 0,2 MMOJB) TIOIBEpTa-
JIU B3aUMOJIEHCTBUIO ¢ 2-(2-aneTaMuI0MUPHINH-4-1IT)0KCa301-4-KapOOHOBOW KHUCIOTOH (ITPOMEXYTOUHOE CO-
equaenne 20) (62 mr, 0,24 mmons), ucrionb3yst HATU (100 mr, 0,27 mmons) u DIPEA (110 mr, 0,83 MmMos) B
JAM® (0,3 mi1), ¢ TOTYYEHHEM CBIPOTO TIPOAYKTA M 3aTEM ITOJABEPTalld YAAIECHUIO 3aIIUTHBIX TPYIII, UCIIONB3Ys
HC1/MeOH (0,5/2 M) ¢ moJTy9eHreM CBIpOTo coeanHeHus. [IpoIyKT 3aTeM ouuIIany ¢ moMoripio nperr. BOXKX
u obOpabatsiBamy cMeckio Metanoi/pactop HCl B aupe (0,5/0,5 min), uto naBano ykazaHHOE B 3ar0JIOBKE CO-
enunenue (30 mr).

'H SIMP (CD;0D, 300 MI'n): & 8,90 (c, 1H), 8,86 (c, 1H), 8,03-8,02 (1, 1H), 7,64-7,63 (n, 1H), 7,50-7,06
(mm, 1H), 3,86-3,83 (M, 4H), 3,73-3,70 (1, 4H), 3,37-3,31 (M, 2H), 3,24-3,23 (M, SH), 2,30-2,20 (M, 4H).

KXMC 58,28%, m/z = 525,2 (M+1)". BOXKX: 98,31%.

ITpumep 132.

N-(5-(2-®Toprupunun-4-mn)-2-MoppoarnHoTHA30I0[4.5-b |IupuIUH-6-11)-2 -(2-ME TUITUPUAHH-4 -
WIT)OKCa301-4-KapOoKcaMu,T
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Cramus 1. [Tomyaenne 4-(5-(2-broprnupunua-4-ni)-6-HUTpOoTHA30I0[4.5-b [mupuanH-2-un)MopdoIuHa.

Hcrmonb3yst Te &e camble YCIOBHSI PEaKIuH, KOTOPBIE ONMMCAHBI JUIs cTamuu 7 mpumepa 1, 4-(5-xmop-6-
HUTpOTHA3050[4.5-b]mupunus-2-wn)mopdonu (npoaykt co craguu 4 mpumepa 20) (200 mr, 0,666 MMoOIb)
HOZBEpTay B3auMoeiicTBuiO ¢ (2-propnupuanH-4-nin)0opoHOBOH KHCI0TOH (223 Mr, 1 MMOIIB), HCHONIB3YS
Homun Hatpus (200 mr, 1,3 mmodb), kapOonat kanust (276 mr, 2 mmons) u Pd(dppf)Cl, (48 mr, 0,067 mmois) B
cMmecu 1,2-mumerokcusTan/Boaa (1/0,2 mi), 4To qaBaiio ykazaHHOE B 3arooBke coeaunerue (100 mr).

Cranus 2. [lonyuenne 5-(2-propnupuaun-4-mi)-2-mopdonnHoTrasono[4.5-b JnupuanH-6-aMuHa.

Hcmonp3yss Te »ke caMble YCIOBUS pEaklHH, KOTOpbIe ONHMCAaHbl s cragud S5 mpumepa |,
4-(5-(2-proprupuanH-4-mun)-6-aurpoTraszono[4.5-bmupuaun-2-mwn)mopdommH (90 mr, 0,25 MMOIb) BOCCTaHAB-
JUBAJIM C TIOMOIIBIO mopotka uHKa (130 mr, 1,99 MMoub) n xmopuna amMmonus (212 mr, 3,98 MMoIb) B cMecH
TI'®/Bona (2/1 M) ¢ mOTydeHHEM YKa3aHHOTO B 3arojioBke mpoaykra (70 mr).

KXMC m/z =332,3 (M+1)".

Cramus 3. Tlomyuenme N-(5-(2-proprupuann-4-wmn)-2-mopdosnmHaornazono[4.5-b]mupuaua-6-mm)-2-(2-
METWITTHPUIRH-4-1IT)0Kca30i1-4-kapObokcaMuaa.

Hcnonb3yss Takue ke YCIOBHS peakUud, Kakhe ONHCaHbl Ha cTaguu O mpumepa 1, CBIpoi
5-(2-¢pTopnupunun-4-mn)-2-mopdonuHoruazono[4.5-b uupuaun-6-amus (70 mr, 0,21 MMoIB) MOBEpraNy B3a-
UMOJIeHCTBUIO ¢ 2-(2-MeTHINHUPUANH-4-1mT)oKca3on-4-kapOoHoBoH kucinoToi (52 mr, 0,25 MMOJIb), HCHONB3YS
HATU (104 wmr, 0,27 mmomns) u DIPEA (110 wmr, 0,84 mmouns) B JIM® (0,3 M), 94TO IaBaio yka3zaHHOE B 3aro-
noBke coequnaenue (100 mr).

'H SIMP (JIMCO-dg, 300 MI'n): & 10,40 (c, 1H), 8,92 (c, 1H), 8,67-8,65 (1, 1H), 8,44 (c, 1H), 8,28-8,26
(n, 1H), 7,81 (¢, 1H), 7,73-7,71 (n, 1H), 7,63-7,61 (n, 1H), 7,44 (c, 1H), 3,75 (c, 4H), 3,65 (c, 4H), 2,56 (c, 3H).

XKXMC 100%, m/z = 518,4 (M+1)". BDXKX: 96,41%.

IIpumep 133.

N-(5-(4-OTopnunepuant- 1 -mn)-2-(3-ruapokcunumnepuIuH- 1 -un)ruazono[4.5-b jrupuana-6-mm)-2-(2-
METWIITHPUIUH-4-11T)0KCca3071-4-KapOokcaMu g
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Cramus 1. [Tomyaenune 1-(6-0pom-5-xmopTrazoo[4.5-b | mupuanH-2-1i ) TAIIePUIHH-3-0J1a.

Hcmonb3ys Te ke camble YCIIOBHS PEaKIMU, KOTOPhIE OTMMCAHBI I cTanuu 1 mpuMepa 6, 6-6poM-5-xiop-
2-(meTminTro)Trasono[4.5-bjmupuaun (mpoaykt co craauu 2 mpumepa 125) (1 r, 3,370 MMoib) oaBEpTaiy pe-
aKIMW 3aMEIIeHUs, UCTIONB3YS 3-ruapokcurunepuanH (510 mr, 5,06 mmons) B TT'® (10 mur), mpu TemmepaTtype
100°C B Tedenue 5 4 ¢ momydeHueM ceiporo npoaykra (280 mr). Celpod MPOAYKT OYMINAIH, UCIIONB3Ys KOJIO-
HOYHYIO0 XpoMaTorpaduto Ha cwimkarene 60-120, U coemMHCHHE ITIOUPOBAIH, HCIONB3Ys 5%-HbI METaHOI B
DCM B kauecTBe II0€HTa ¢ NOIYYEHUEM YKa3aHHOTO B 3aroyioBke coenunenus (1,1 r, 94%).

Cragus 2. Iomyyenue 6-6pom-2-(3-((TpeT-0y THILANME THIICHITHI ) OKCH ) TUTIEPUTUH- | -1T)-5 -
xJyoptuaszoino[4.5-b]nupununa.

Hcmonb3ys Te ke caMble YCIOBHS peakliy, KOTOPbIe OMMCAHbI s cTanuu 2 mpumepa 41, 1-(6-6pom-5-
xJopTHazono[4.5-b|mupuauH-2-mwn)nunepuaud-3-oia (1 r, 2,865 MMOIIb) MOABEpraiy peakini BBEACHHS 3aIITUT-
HBIX Tpym, ucnoib3ys TBDMC xmopun (863 mr, 5,73 mmons), umumazon (292 mr, 4,297 mmons) 1 DMAP
(350 wmr, 2,865 mmoms) B IM® (5 mun), mpu KT B Teuenue 1 1, 9To maBajo ykazaHHOE B 3arOJIOBKE COSIMHEHUE
(1,31, 100%).

KXMC m/z = 464,2 (M+2)".

Cragusa 3. Ilomyuenue 1-(6-6pom-2-(3-((TpeT-OyTHIIUMETUICHIII)OKCH ) TMICPUANH- 1 -1iT)THa30mo[4.5-
b]mupunuH-5-un)munepuanH-4-oa.

Hcnonp3yst Te ke caMble YCIIOBUSI peaKIUH, KOTOpBIE ONMcaHbl At ctaguu 1 npumepa 38, 6-6pom-2-(3-
((TpeT-0yTHIIMMETHIICHIIIT)OKCH ) TUIIEPUANH- | -1i1)-5-xnoptuazono[4.5-bjnupuaun (500 mr, 1,082 mmous)
MOJBEPTaIM PEeaKUUK 3aMelleHust ¢ 4-ruapokcununepuguaom (162 mr, 1,623 mMMoib), ucnonb3yst kapOoHAT
kamms (298 wmr, 2,164 mmons) nu AM® (1 mu), npu temneparype 160°C B TedyeHue 14 4 ¢ moigy4eHHEM CBIPOTO
npoaykTa. CeIpol IPOAYKT OYMINAIH, UCTIONB3Ys KOJIOHOYHYIO XpoMarorpaduio Ha cuiukarene 60-120, u co-
€IMHEHUE JITIONPOBAIIHN, UCHONB3Ys 2%-Hblit MeTaHoI B DCM B KauecTBE 3II0€HTA C TOJyYEHUEM YKa3aHHOTO B
3aroyioBke coenmaeHus (200 mr, 35%).

KXMC m/z = 527,2 (M+2)".

Cramqus 4. [Monyuenne 6-6poM-2-(3-((TpeT-0y THIAMME THIICHIIAI ) OKCH ) TUTIepU AN H- | -11)-5-(4-
¢roprunepuann-1-mir)rrazono[4.5-b Jnupuauna.

Hcnonp3ys Te e caMble YCIOBHS PEaKIUU, KOTOPBIC OMUCAHBI IS cTaauu 2 npumepa 59, 1-(6-6pom-2-(3-
((TpeT-0yTHIIMMEeTHIICHITIT)OKCH ) TUIIepUIHH- | -rur)THazono[4.5-b jiupuane-5-nn)munepuaua-4-on - (200 wr,
0,378 mmouts) ropuposany, ucrons3yst DAST (0,2 mir) B DCM (5 min), npu temmnieparype -20°C B Teyenue 1 u.
[Noy4eHHBIH ChIPOH MPOAYKT OYMILAIH C TIOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cunukarese 60-120, wc-
nonb3ys 50%-Hblil dTUIALETaT B TeKCaHE B KaUECTBE AMIIOCHTA, MOJIydas yKa3aHHOE B 3aroJOBKE COEIUHEHUE
(120 mr).

KXMC m/z =529,3 (M)".

Cramqus 5. TTony4enue N-(2-(3-((TpeT-0y THIANME THIICHITHI ) OKCH ) TATIEpU I H- | -11)-5-(4-
¢droprimniepunuH- 1 -un)rrazono[4.5-b JnupuauH-6-1mi)-2-(2-Me THITUPUIUH-4 -FIT)OKCa30JI-4-KapOoKcamMuia.

Hcrmone3yss Te ke camble YCJOBHSI PEaKIdh, KOTOpPBIE OIMHUCAHBl I CTamguu S5 mpuMepa 125,
6-6poM-2-(3-((TpeT-0y THIANME THIICHIIN ) OKCH ) TUTIepU TN H- | -111)-5-(4-dTopriunepuaun- 1 -mr)tuazono[4.5-b]-
mupuaue (120 mr, 0,226 MMOJb) MOIBEpraiy B3aMMOJCHCTBHIO € 2-(2-MeTHIUPUINH-4-HUIT)0KCa30I1-4-
kapOokcamunom (60 mr, 0,294 MMonb) (MpomexyTouHoe coequHeHne 23), ucrons3ys docdar kams (143 wr,
0,678 mmMoms), Hogun menu (4 mr, 0,022 MMONB) U TpaHC- Nl,Nz-,HI/IMeTI/IJIIII/IKJ'IOFeKcaH-1,2-,HI/IaMI/IH (10 wr,
0,067 mMonb) B 1,4-mmokcane (5 mu), npu Temneparype 110°C B Teuenne 14 4 1 ouMIIagd ¢ MOMOUIBIO KOJIO-
HOYHOW Xpomarorpadun Ha cuiukarene 60-120, ncnons3yst 2%-Hb1it Metanon B DCM B kadecTBe 2JIIOEHTA C
HoydeHHneM ceiporo coeauHenus (100 mr).

KXMC m/z = 652,4 (M+1)".

Cramuss 6. Tlomyuenme N-(5-(4-droprmnepuaus-1-nm)-2-(3-ruapokcunumnepuaut- 1 -m)Tuazono[4.5-
b Jnmupuana-6-11)-2-(2-Me THITUPU TUH-4- 1T )0OKCa30-4-KapOoKcaMuia.

Hcrmonb3yst Takue >Ke YCIIOBUS pEakIMW, Kakhe OomucaHbl Ha crtaamu 8 mpumepa 1, N-(2-(3-((Tper-
Oy THIITUMETHUIICHITIIT )OKCH ) TUIIepUANH- | -1 )-5-(4-pTopnumepuann- 1 -un)trazono[4.5-b|mupuaua-6-mm)-2-(2-
METWIMUPUIUH-4-1T)0Kcazou-4-kapookcamun (100 mr, 0,153 MMoib) moaBeprany yAaleHHIO 3alIUTHEIX TPYIII,
ucrnons3ys pactsop HCI B meranone (5 mi) u meranone (1 mi), npu KT B Teuenue 0,5 4 ¢ mosrydeHneM CbIporo
npoaykta. [lomyueHHbIH cbIpoil NpoAyKT ounmmany ¢ nomouisio npern. BOXKX, nmomyuas yka3saHHOe B 3ar0JIOBKE
coeauHenue (24 mr, 29,2%).

'H SIMP (CDCls, 400 MTI'm): & 9,83 (c, 1H), 9,02 (c, 1H), 8,71-8,69 (x, 1H), 8,41 (c, 1H), 7,83 (c, 1H),
7,72-7,70 (1, 1H), 5,00-4,75 (m, 1H), 3,97-3,94 (m, 2H), 3,85-3,75 (m, 1H), 3,54-3,50 (M, 2H), 3,40-3,30 (M, 2H),
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3,13-3,11 (m, 2H), 2,68 (c, 3H), 2,24-2,20 (M, 4H), 2,00-1,99 (M, 3H), 1,69-1,64 (M, 2H).

XKXMC 93,92%, m/z = 538,4 (M+1)". BOXKX: 95,18%.

ITpumep 134.

Tunpoxnopun N-(5-(4-amuHOTIHIIEpUANH- | -11)-2-(3-TUAp OKCHTTUTIEpUIUH- | -1uT) THA30I10[ 4. 5-b [IupunH-
6-11)-2-(2-MeTUIUPUIUH-4-1IT)OKCca30J1-4-KapOoKcaMu1a

(3=
V.
Oﬁ/[N \ N
S XN NH
NT N7 N
HO
NH;

Cramust 1. Ilomyuenme Ttper-Oytmn (1-(6-6pom-2-(3-((TpeT-OyTHITUMETHIICHINI)OKCH ) TUIIEPUINH- 1 -
W) THas3ono[4.5-bnupuauH-5-wn)nunepuanH-4-min)kapdbamara.

Hcmonb3ys Te ke caMble YCIOBHS peaklid, KOTOpPbIe OMHMCAHbI I cTanuu 1 mpumepa 38, 6-6pom-2-(3-
((TpeT-0y THIAMME TUIICHITHAI ) OKCH ) TUTIEPU U H- | -1T)-5-XImopTrazono[4.5-b jmupuana  (MPOAYKT €O CTaguu 2
npumepa 134) (500 wmr, 1,082 MMomb) mMoABEpralid peakmWH 3aMEUIeHUS ¢ TPeT-OyTWI MHUIEPUIANH-4-
nnkap6amatom (324 mr, 1,623 MMoIIb), UCTIONB3Ys KapOoHaT Kamus (298 mr, 2,164 mmonb) u JIM® (1 M), pu
temrieparype 150°C B Teduenue 14 9 ¢ mosrydeHHeM ChIpOTO TpoaykTa. ChIpoi MPOAYKT OYHINAIH, HCIIOIB3YS
KOJIOHOUHYIO Xpomartorpaduio Ha cuiukarene 60-120, m coeawmHEHHE >ITIOMPOBANH, WUCHONB3YS S0%-HBIN
STHIALETaT B T€KCaHEe B KayecTBE DJIIOCHTA C IOJYYEHHEM YKa3aHHOTO B 3arosoBke coeauHenus (100 wmr,
14,7%).

KXMC m/z = 628,4 (M+2)".

Cramust 2. [Ilomyuenwe Ttper-Oytun  (1-(2-(3-ruapoxcunumnepuans-1-mn)-6-(2-(2-meTunnupuaua-4-
WIT)OKCa301-4-KapOoKcaMu 10 ) THa30II0[ 4. 5-b JmupuanH-5-1m1) munepuinH-4 -1 )kapoaMaTa.

Hcnonp3yst Te ke caMble YCIIOBUS pEaKLMK, KOTOPBIE OMMCAHBI st cTaquu 5 npuMepa 125, tper-0ytm (1-
(6-6pom-2-(3-((TpeT-0y THIIINMETHIICHITIIT ) OKCH ) TUTIEPUANH- | -1iT) THa30510[4.5-b |mupu -5 -mn) nunepuaua-4-
nn)kap6amar (100 mr, 0,159 MMoip) moaBepramM B3aMMOICHCTBHIO ¢ 2-(2-METHINHPUINH-4-HIT)0KCa30I1-4-
kapOokcamuioMm (42 mr, 0,207 MMomb) (TPOMEKYTOUHOE coequHeHne 23), ucnoib3ys ¢ocdar kamms (101 wmr,
0,477 mmons), womun menu (3 mr, 0,015 mMmone) u TpaHc-N1,N2-gumermniukinorekcan-1,2-muamud (7 wr,
0,047 mmons) B 1,4-muokcane (5 mur), pu temmneparype 110°C B Teuenne 14 94 M oUMIAIHA C TIOMOIIBIO KOJIO-
HOYHOHM Xpomatorpadmu Ha cunukarene 60-120, ucmonsiys 2%-ue1it Metanon B DCM B kadecTBe 3JIOCHTA C
HoydeHueM ceiporo coeanHenus (100 mr).

Cramust 3. Tlomyuenwe rtuapoxiopuaa N-(5-(4-amuHonmunepuauH-1-nn)-2-(3-rugpoKcUnunepuus-1-
wi1)Traszono[4.5-bnupuauH-6-1m1)-2-(2-MeTHIIHPHINH-4 -1 ) 0OKca30il-4-kapOokcamu 1a.

Hcnonp3yst Takue e YCIOBHUSI peaklMH, KaKhe ONMCaHbl Ha craanu 8 mpumepa 1, tper-Oytmn (1-(2-(3-
THUIIPOKCUIHUITEPUIUH- | -11)-6-(2-(2-MeTHITIHUPUANH-4-FT) OKCa3011-4-KapOOKcaMu 10 ) Tua3oiio[4.5-b jiupuaun-5-
wn)nuanepunna-4-min)kapoamar (100 mr, 0,153 MMOJb) MoaBepraiv yAaJCHHUIO 3allUTHBIX TPYIII, HUCTIOIB3YS
pactBop HCI B Metanone (5 mi) u meranos (1 mi), npu KT B Tedenne 0,5 9 ¢ MOTyISCHHEM CBIPOTO MPOIYKTA.
TTony4eHHbIN CBIPOH MPOMYKT OYHINAIN ¢ TIOMOIIbIo npern. BOXXX, moiydas ykazaHHOE B 3arojIOBKE COCIUHE-
aue (20 mr, 28,1%).

'H SIMP (CD;OD, 300 MI'm): & 8,96-8,92 (M, 2H), 8,76 (c, 1H), 8,60-8,58 (m, 2H), 3,98-3,88 (v, 2H),
3,76-3,66 (M, SH), 3,50-3,40 (M, 1H), 3,17-3,09 (1, 2H), 2,94 (¢, 3H), 2,13-1,96 (M, 7H), 2,35-2,20 (M, 2H).

KXMC 98,18%, m/z = 535,4 (M+1)". BDXKX: 96,08%.

ITpumep 135.
TI'unpoxnopun N-(5-(2-runpoxcunupuanH-4-mi)-2-MopHoITHHOTHA30I0[ 4. 5-b JmupunuH-6-11)-2-(2-
METHITTHPUINH-4-1IT)0KCca30i1-4-KapOokcamuia
PV
O}/[N/ \ N
NH
O
ZN

PactBop N-(5-(2-dropnupunun-4-uin)-2-mopdoanHoTrazono[4.5-bnupuanH-6-nm)-2-(2-MeTHANUPUANH-
4-nm)okcazon-4-kapbokcamuna (mpumep 133) (100 mr, 0,19 mmons) B pactBope HCI B Metanose (10 mur) mepe-
memmBany nipu KT B Teuenne 1 94 U pacTBOPUTENb OTTOHSIU. [10ydeHHBIN CHIPOY TMPOIYKT OYHMIIAIN C TTIOMO-
mpio mipert. BOXKX u o6pabareiBanu pactBopom HCI B MeTaHOME, MOTydas yKa3aHHOE B 3ar0JIOBKE COCTMHEHUE
(50 mr).

'H SIMP (CD;0D, 300 MI'u): 5 8,91-8,88 (m, 2H), 8,78 (c, 1H), 8,56 (c, 1H), 8,48-8,46 (u, 1H), 7,83-7,80
(n, 1H), 7,12 (c, 1H), 7,97-7,95 (z, 1H), 3,88 (¢, 8H), 2,91 (c, 3H).

XKXMC 100%, m/z = 516,2 (M+1)". BDXKX: 98,02%.

broxumuueckuit anann3 IRAK-4.
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CoequHEHHsT HMCCIIEIOBATIM HA INIpeaMeT uX crnocoOHocTn mHruOupoBats (epment IRAK-4 B anamuse
TR-FRET c ncnons3oBannemM pekomOuHanTHO# knHa3bl IRAK-4, momydenHo#t ot Millipore, CIIIA. Ananuru-
geckuM Oydepom sBisics 50 MM tpuc-HCI, pH 7,5, 20 MM MgCl,, 1 MM EGTA, 2 MM DTT, 3 MM MnCl, u
0,01% Tween 20. B anammze ucnons3oBanmu 20,5 Hr ¢pepmenta IRAK-4. [Tocie mpenBapuTensHON MHKYOAINN
(dbepMmeHTa ¢ HccenryeMbIM coennHeHHEeM B TedeHue 30 MUH MpU KOMHATHOW Temrmeparype A00aBisum cyO-
CTpaTHYIO cMech, conepkanryto 100 am OmortmHa tucrtona H3 (Millipore, CIIIA) u 20 MmkM AT® (Sigma,
CIIIA), 1 peakinoHHYIO0 cMech HHKYOnpoBanu B Teuenune 30 muH. [Tociie mHKYOHpOBaHUS PEaKIIUIO OCTAHABIIH-
BaJM 100aBIIeHHUEM CTOM-cMecH, coneprkamieit 40 MM DJITA, 1 HM arturtena eBponusi-anTu-pocdo-rucrona H3
(Ser10) (Perkin Elmer, CIHIA) u 20 HM SureLight amno¢puxonuanusa-crpentasuauna (Perkin Elmer, CIIA).
dnyopecuenTHOe M3TydeHue npu 615 u 665 HM n3Mepsuu npu Bo30yxaenun 340 HM, ¥ IPOLIEHT HHIMOMPOBa-
HUS OIICHUBAJIM U3 COOTHOIIEHHUsT WHTeHcuBHOCTEH (yopecueninu [(F665/F615)x10000]. Coenuaenus ObLTH
NepBOHAYAIBLHO UCCIIEA0BaHbl pH KoHneHTpauuu 1 u 10 MM, 1 3¢ dexTuBHbIe coenunenus (>50% uHruOupo-
BaHUs nipu 1 MKM) oTOMpanu Ans ucclieIoBaHMiA 103a-0TBeT. 3HaueHUs [Csy OBLIM OLIEHEHBI TyTEM AlIpPOKCH-
Malu¥u JaHHBIX JI033-0TBET K CHI'MOMIAJIBbHOW 3aBUCHMOCTH J03a-OTBET (IIEPEMEHHBIH HAKIIOH), TIOCTPOCHHUE
KPHMBOH OCYIIECTBISUIOCH B ITporpaMMHoii cpene GraphPad Prism Version 6.01.

CoennHEeHHS 110 HACTOAIIEMY M300pETEHHIO OBIIIM MCCIIE0OBAHBI B YKa3aHHOM BHIIIIE aHAIM3E, U PE3ybTa-
ThI (ICs0) IpencraBnens! B Tabumie. 3nadeHus 1Cs, coemnHeHui 1o mpuMepaM MpUBEISHbI HIDKE, Tae "A" oTHO-
cutcs k 3HadeHuto 1Csy menee yem i pasHomy 50 HM, "B" oTHOcuTCs k 3HaueHuto 1Csy B mHTEpBaje ot 50,01
1o 100 am u "C" otHocurcs k 3HaueHuto 1Csy, 6oibmre uem 100 HM.

3nauenus ICsy g akruBHOCTH IRAK4 HEKOTOPBHIX COSTUHEHMI
I'pynmna [lpuMmep Ne

3, 5, 7-8, 10-14, 16, 20-27, 29, 32-41, 43-45,
A 47, 50-67, 69-78, 80, 82-102, 104, 110-111,
113-131 m 133-134.

B 4, 6, 9, 42, 68 n 79
C 17, 28, 30-31, 46, 48, 81, 103, 105-109 m 112
OOPMVIIA U30BPETEHUA

1. Croco6 nomydyenus coenuueHus popmyisl (I) nim ero dapMarneBTHIECKHA MPUEMIIEMON COJTU B COOT-
BETCTBUU CO CIIEIYIOLIEH CXeMOi:

(131)“
(0] Z
X5 NH,
Qp \ A JY 2 M ,ﬁ—\p A X}\W/NH
Y —Q Q.B.Sv " QU
SO AE s AU
R 1 R3)n !
O
(o]
A,

rae M npencrasiser coboit O ;

Xj u X3, HE3aBUCHMO, TIpeacTaBIsoT coboit CH mm N;

X, npencrasinseT coboit CR, mmu N;

TIPH YCJIOBUH, YTO OJWH U He Oosiee yeM ouH u3 X, X, Wi X3 IpeacTaBiseT coboit N;

A mipencrasisier coboit O miu S;

Y npencrasusiet coboii -CH,- nmu O;

Z nipencrasisieT co00it (Ce-Cio)apun wnm 5-10-aneHHBIA reTepoapml, coaepkaniuii 1 wim 2 retepoaToma,
BbIOpaHHBIX U3 N, S nu O;

R; B Kaxx10M ciydyae HE3aBHCHMO, TIPEACTABISICT COOOH raJloreH WM HeoOs3aTelNbHO 3aMeIIeHHBIH 5-10-
YICHHBIN TeTePOIUKIII, cojepxaniuii 1 unm 2 aroma N; B KOTOPOM KaXIbIM HEOOSI3aTCIBHBIM 3aMECTHTEIEM
seisietrcst (C-Cg)amkmn, (C-Cg)anmkokcu, aMuHO(C-Cg)anku, ranoreH, ruapokcui, Tuapokcu(Ci-Ceg)aaku win
-NR.Ry;

R, mpencrarnser coboit Bogopox, HeoOs3aTenpHO 3aMemeHHBIH (C3-Cig)IUKITI0ANKII, HE00sI3aTeIbHO 3a-
mereHHbBIH (Cg-Co)apui, HeoOsS3aTenbHO 3aMEIICHHBIA 4-10-uwIeHHBIH TeTepOnUKInI, coaepxamuii 1 wim 2
retepoaToMa, BeIOpaHHBIX 3 N mwin O, uimu -NR,Ry,; B KOTOPBIX Ka)IbIM HE00A3aTeIbHBIM 3aMECTHTEIIEM SIBJISI-
ercst (C-Cy)asKu, aMiHO, TaJOTeH W THIPOKCHI;

R3, B kaxkmom cirydae, npeactaisieT coboit (C-Cy)ankwmr uimu runpokcwit; R, u R, He3aBucumo npemcras-
JSI0T co00¥ BOIOPOI,

C(=0)(C,-Cy)amxun iy 5-10-4seHHBINA TEeTePOIUKIINI, coaepxammuii 1 atom N;

m U n, He3aBUCUMO, 0003HaudaroT 0, 1 wu 2;

p o6o3navaet 0 wmu 1;
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Q mpezcrasisieT coO0i:

1) komOuHanmio N-(3-aumermnamunonponmi)-N"-atmikapooanumun (EDCI) mim ero conmm u rugpoxcu-
6enzorpuazona (HOBT) umu

ii) rexcadropdocdar 1-[6uc-(mumernnamuno)meTmieH]-1H-1,2,3-tpuazono[4.5-bnupuanamii 3-oxcuma
(HATU);

B mpencrasmnsier coboii N((C;-Cy)ankmn)s;

Sv mpencraBiseT co00i AMMETHIPOPMaMHUI.

2. Cnoco6 mo .1, rae

A mpencrasiser coboit O win S;

Y npexacrasiset co6oit -CH,- wm O;

Z npencraisieT coboii 5-10-4seHHBIN TeTepoapui, coepkamuii 1 wim 2 rerepoaToma, BEIOpaHHBIX U3 N,
S unm O;

R;, B kaxmoMm ciydyae HE3aBUCHUMO, MPEACTABISICT COOOW TallOTCH WM HE0OsS3aTeNBHO 3aMCICHHBIN
5-10-uJieHHBIH TeTePOIUKIII, coaepxkanmii 1 wiu 2 atoma N, B KOTOPOM KaKIbIM HE0Os3aTeIbHBIM 3aMECTHU-
tenem siisieTcst (C-Cg)amkun, amuHo(C,-Cg)anmkun, ramoren win -NR,Ry; rie R, u R, He3aBucumo, npeacras-
nstoT coboit Bogopon, C(=0)(C;-Cy)ankwmn wim 5-10-4I1eHHbBIH TeTepOouKIII, coaepkammid 1 atom N;

R, mpencrasmisier coboit Bomopo, (Cs-Cio)ukinoankui, 4-10-4IeHHbIH TeTep oK, CoaepKammii 1 win
2 rerepoaTtoma, BeIOpaHHbIX n3 N mwin O, wm NR,Ry;

m paseH 0;

n paBeH 1.

3. Cnocob mmo 1.1, re

A mpencrasiser coboit O win S;

Y npeacrasiset co6oit -CH,- wu O;

Z npencraisieT coboii 5-10-4seHHBIN TeTepoapuil, conepkamuii 1 wim 2 rerepoaToma, BEIOpaHHBIX U3 N,
S unm O;

R;, B KaxIoM ciydae HE3aBHCHUMO, IPEACTaBIICT COOOW TajloTeH WM HE0OsS3aTeNbHO 3aMEIICHHBINA
5-10-wIeHHBIN TeTePONMKINI, coaepkamuil 1 wm 2 atomMa N; B KOTOPOM KaKIIbIM HE0Os3aTeIbHBIM 3aMECTH-
tesnem sBisietrcs (C-Ce)amkmi, (C;-Cq)ankokcu, aMuHO(C;-Cg)ankm, ranoreH, rufapokcun wim -NR,Ry; roe R, n
Ry, HE3aBHCHMO, mpexacTaBistoT coboit Bogopon, C(=0)(C;-Cyankun unu 5-10-4JaeHHBIA TeTEPOIUKINII, CO-
nepxanuii 1 atom N;

R, mpencrasiser coboii Bomopo, Heobs3aTenbHO 3amerneHHbIH (Cs-Cio)IMKITI0ANKHII, HE00A3aTENbHO 3a-
MemeHHbIH 4-10-4JIeHHBIN TeTepOLUKIINI, cofepkamuii 1 wim 2 rerepoaroma, BeIOpaHHBIX U3 N wim O, uiy -
NR,Ry; B KOTOPBIX KaxXIbIM HEOOS3aTCIHHBIM 3aMECTUTEIICM SBISICTCS aMHHO, TaJIOTCH U TUIPOKCHIT,

m ¥ n He3aBUCUMO 0003Havarot 0, 1 wiu 2;
X.
KT
4 |
N Xf 2
”

p o6o3navaer 0 wu 1.
S A s NS 0 N
KILL L e KX
N <N N/ . §-<\N 7 . _§<\ | | g<\N I P
’ T oy NTNAT

R,

4. Crnioco6 o m1, rae rpymnmna TIPEICTaBIsAET coboit

N
<

5. Cnoco6 mo 1.1, toe Z npeacrarisieT co0or 5- wim 6-4neHHbIH reTepoapui, coaeprkammid 1 nmm 2 rete-
poaroma, BeIOpaHHBIX U3 N, S wiu O.

6. Crioco0 o 1.1, e Z npencrasiseT co0oi HeoOA3aTeNbHO 3aMEICHHBINH (DEHUIT WK I'eTepOapwil, BbI-
OpaHHBIN U3 (ypaHWIIa, THSHWIA, THA30JIIA U INPUAMIA, KOKIBIH 13 KOTOPBIX HEOOS3aTeIbHO 3aMeIleH rajlo-
TCHOM.

7. Crioco0 1o 1.1, rae coequHeHne npeacTaBieHo Gpopmystoit (1A)

0]
(_)YEN}-(RI)n
ﬁ—p\ A SN NH

v N
(R3): NP R,

a4)

WK ero (papMareBTUIECKU IpUeMiieMast CoJb.

8. Croco0 mmo 1.7, rae

A mpencrasiset coboit O win S;

Y npexcrasiset co6oit -CH,- wm O;

R;, B kaxmoMm ciy4ae HE3aBHCHUMO, NPEACTABISCT COOOW TalloTCH WM HE0OS3aTENBHO 3aMCICHHBIN
5-10-uJieHHBIN TeTePOIUKIII, coaepxkanmii 1 wiu 2 atoma N, B KOTOPOM KaKIbIM HEOOs3aTeIBHBIM 3aMECTHU-
tenem siisieTcst (C-Cg)amkun, amuHo(C,-Cg)anmku, ramoren win -NR,Ry; rne R, u R, He3aBucumo, npeacras-

-99 -



038748

ns1r0T coboit Bomopon, C(=0)(C;-Cy)ankun wmu 5-10-4IeHHBIH reTepoIuKIni, coaepxanuii 1 atom N;

R, mpencrasnser coboit Bogopon, (Cs-Cio)umknoanku, 4-10-4IeHHBIH TeTepOIUKINI, COAepKaMi 1 nim
2 rerepoaTtoma, BeIOpaHHbIX n3 N mwin O, wim NR,Ry;

m paseH 0;

n paBeH 1.

9. Coenunenue no 1.7, rae

A mipencrasisier coboit O miu S;

Y npencrasusiet coboii -CH,- nmu O;

R;, B kaxmoMm ciydyae HE3aBUCHUMO, HPEACTABISCT COOOW TalloTCH WM HE0OsS3aTENBHO 3aMCICHHBIN
5-10-wieHHBIH TeTePOIUKIII, coaepxkanmii 1 wiu 2 atoMa N; B KOTOPOM KaKJbIM HE0Os3aTeIbHBIM 3aMECTH-
teneM sBisiercst (C-Cg)ankm, (Ci-Cg)ankokcu, amuuo(C;-Cg)anmkmn, ranorex, Tuapokcu wim -NR,Ry; rne R, u
Ry, He3zaBHcuMO, mpeactaBisitoT coboit Bogopoxa, C(=0)(Ci-Cy)amkmn mwim 5-10-4wIeHHBIH TeTepOUUKII, CO-
nepkanuii 1 atom N;

R, mpencrasisier coboit Bogopon, (C;-Cio)UKIIOaNKII, He00A3aTENFHO 3aMEIICHHBINH 4-10-4JIeHHBIH Te-
TEPOLUKIIWII, cofepxamuid | wim 2 retepoatomMa, BeIOpaHHbIX U3 N miu O, wim -NR,Ry,; B KOTOpBIX 3aMecTHTe-
JIEM SIBJSIETCS aMHUHO, TAIOTESH MJIH THAPOKCHIT,

m U n, He3aBUCUMO, 0003Ha4daroT 0, 1 mmm 2.

10. Crioco6 mo 1.1, Te coequHenue npeacrasieHo Gopmysoi (IB)

= 1
0 =~ ) (Rl)n

N
/ \ A X NH
YN P
— N7 N7 TR,
(IB)

WK ero (papMalreBTUIECKU IprUeMiieMast COJb.

11. Cnoco6 mo m.10, rae

A mpencrasiser coboit O win S;

Y npencrasnsiet coboii -CH,- nu O;

R;, B kaxmoM ciaydae HE3aBHCHMO, NPEICTABISIET COOOW TaJOTeH WM HeoOs3aTeNIbHO 3aMElIeHHBIN
5-10-wIeHHBIH TETePOIMKIINI, coaepkamuii 1 wim 2 atoMa N, B KOTOPOM KaXKIIbIM HE0OS3aTeIbHBIM 3aMECTH-
tenem siisieTcs (C-Cg)amkun, amuHo(C,-Cg)anmku, ramoren win -NR,Ry; rie R, u R, He3aBucumo, npeacras-
nstoT coboit Bogopon, C(=0)(C;-Cy)ankwmn wim 5-10-4IeHHbIH TeTepOouKII, coaepkammii 1 atom N;

R, mpencrasisier coboit Bomopo, (Cs-Cio)ukinoankui, 4-10-4wIeHHbIH TeTepOouKIII, CoaepKammii 1 win
2 rerepoaroma, BeropanHbIxX U3 N win O, win NR,Ry,; u

n paseH 1.

12. Coco6 mo m.10, rae

A mpencrasisier coboit O win S;

Y npeacrasiset co6oit -CH,- wm O;

R;, B kaxmoMm ciydyae HE3aBHCUMO, HPEACTABISICT COOOW TallOTCH WM HE0OsS3aTeNBHO 3aMCIICHHBIN
5-10-wIeHHBIN TeTePOUMKINI, coaepkamuii 1 wm 2 atomMa N; B KOTOPOM KaXKIIbIM HE0OS3aTeIbHBIM 3aMECTH-
tesnem sBisietrcs (C-Ce)anmkmi, (C;-Cq)ankokcu, aMuHO(C;-Cg)asiku, rasmoreH, rufapokcun wim -NR,Ry; roe R, n
Ry, HE3aBHCcHMO, mpeactaBisatoT coboit Bogopon, C(=0)(C;-Cyankun unu 5-10-4JaeHHBIA TeTEPOIUKINIIL, CO-
nepxanyii 1 atom N;

R, mpeacraBnser coboit Bogopoa, (Cs-Co)IUKIOATKIII, HEOOSI3aTeLHO 3aMelIeHHbIN 4-10-4IeHHbIH Te-
TEPOIMKIIWI, coaepxkamuii 1 win 2 rerepoaroma, BeIOpaHHBIX U3 N win O, win -NR,Ry; B KOTOPBIX KauIbIM
HEO0O0sI3aTeILHBIM 3aMECTUTEIICM SBISICTCS aMHHO, TaJIOTCH U TUAPOKCHIT,

m ¥ n, He3aBUCUMO, 0003HavaroT 0, 1 win 2;

p o6o3navaet 0 wn 1.

13. Crioco6 1o 1.1, e coeanHenue npeactasieHo ¢popmyioit (IC)

I Y&
OY(O>‘( n
— AﬁNI[
Y N

<1

NTNTTR,
)

WM ero (papMareBTHIEeCKH MpuemMiIeMas CoJlb.

14. Cnoco6 mo mobomy u3 mm.1-3, 8, 9 u 11, 12, rne R mpencrasisier cob6oii HeoOs3aTENBHO 3aMEIICHHBIH
5-10-uneHHBI TeTepolMKINI, coxepxamuidi 1 waum 2 aromMa N; B KOTOPOM KaXIbIM HE00S3aTeNbHBIM
3amectureneM sBisercs (Ci-Cq)ankmi, (C;-Cg)amxokcu, amuuo(Ci-Cy)allkmia, TaJoreH, THAPOKCHI, THUIPO-
keu(C;-Cg)ankmt mn -NR,Ry; tie R, u Ry, He3aBucHUMO, peICTaBISIOT COO0H BOIOPO.

15. Crmoco6 no mobomy u3 m.l, 2, 8 u 11, rae R; mpencraBiser co6oil HE0OA3aTEIBPHO 3aMEIICHHBIH
5-10-wieHHBIH TeTePOIUKINI, conepxanuii | wim 2 atoma N; ¥ KaXIbIM HEOOs3aTeIbHBIM 3aMECTHTEIEM SIB-
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nsercst (Cy-Cg)ankmn, amuHo(C;-Cg)ankwm, ranores win -NR,Ry; rne R, u Ry, He3aBUCHUMO, MPENCTaBISAIOT CO-
oot Bogopoa, C(=0)(C;-Cy)ankmi win 5-10-4JIeHHBINA TeTePOIMKIII, coaepxkamuii 1 atom N.

16. Croco6 mo mobomy u3 m.l, 3, 9 u 12, rme R, mpexacrapiser coboii HeE0OA3aTeIHLHO 3aMECHHBIN
5-10-wIeHHBIH TeTepOIMKINI, cofepxamuii 1 wim 2 aroma N; 1 KaXIpIM HeoOsS3aTebHBIM 3aMECTUTEIIEM SIB-
nsietest (Ci-Cg)anmkun, (C;-Cg)ankoxcu, aMmuHo(C,-Ce)askmi, rajorex, ruapokcni nin -NR,Ry; rne R, u Ry, He-
3aBUCUMO, TIPEACTABISIIOT co00it Bogopoa, C(=0)(C-Cy)amkui win 5-10-1IeHHBIA TeTePOIMKIIII, COACPIKAITHMA
1 atom N.

17. Crioco6 mo m.14, rme R, mpeacraBnseT co0oi MAPHANI, TTHPA3OHI, TUPPOTUIMHUI WIIA TTHTIEPHUIN-
HUIL

18. Croco6 mo .14, rne R mpencraBnsgetr co6oif HEOOSI3aTEIBHO 3aMEIICHHBIA TUPA30IIIII, TIC KaXKIbIM
HeoOs13aTenbHBIM 3amectutenem sBisietcs (Cg-Ce)ankm, ruapokemt mwin -NR,Ry,.

19. Cnoco6 mo mobomy u3 . 1-3, 8,9, 11 u 12, rae R, npencrapnser co0oii rajoreH.

20. Cnoco6 no arodomy u3 nm.l, 2, 8 u 11, rae R, mpencrarnser co6oit Bogopo, (C;-Co)IUKIOANKILI,
4-10-usIeHHBIN TETEPOLMKINI, coaepskammii 1 wmu 2 rerepoatoma, BeIOpaHHbIX 13 N win O, wim -NR, Ry,

21. Cnoco6 mo mobomy m3 .1, 3, 9 u 12, roe R, npencrasmisier coboit Bogopoa, (Cs-C,o)IUKIIOATKIII,
Heo0s3aTeNTbHO 3aMENIeHHBIN 4-10-4JIeHHBIN TeTepONUKINII, coaepkamuii 1 uiu 2 retepoaToMa, BEIOPaHHBIX U3
N wm O, mwin -NR, Ry, B KOTOPBIX Ka)<ablii HEOOsI3aTENbHBIN 3aMEeCTUTENh BBIOpaH M3 aMWHO, TajJoreHa WITH
THUAPOKCHIIA.

22. Croco6 mo 1.1, rae R, mpeacrapnseT cobol HeoOsA3aTeIbHO 3aMeIIeHHBIN 4-10-uJIeHHBINH TeTepOIrK-
JIWJT, BBIOPAHHBIN U3 MUMEPUANHIIA, TTUPPOTUIANHNIA, MOP(HOIMHIIIA, THIIEPa3uHIIIA, a3eTUINHUIIA, TTHPA30JIH-
ma u QypaHWIa; B KOTOPBIX KaXKIBIM HEOOS3aTENBHBEIM 3aMECTHUTEICM SIBIIICTCS THUAPOKCUJ, TaJlOTCH,
(C-Cg)ankui Uiy aMHuHoO.

23. Cnoco6 no 1.1 mnm 3, rae R, npencrasiser co6oi NUNEpUANHII, THPPOIUAUHII, MOP(OIMHIIT HIIH
TUIIePa3HHIIL.

24. Cnoco6 mo mobomy u3 . 1-3, 20 u 21, rae R, npencrasiser coboit BOTOpoOI.

25. Crioco6 mo robomy m3 min. 1-3, 20 u 21, rne R, npeacrasmiser co6oit (Cs-Cio) IMKITOATKHI.

26. Coequnenue 1o .25, rae R, nmpencraBnseT co00i ITUKIOMPOTIHIL.

27. Crioco6 mo robomy m3 min. 1, 3, 9 u 12, rae R; npencrasisier co6oit (C;-Cg)anku.

28. Crioco6 1o mrobomy m3 min. 1, 2, 8 u 11, rme m paBen O u p pasen 1.

29. Cnioco6 mo robomy 3 m. 1, 3, 9 u 12, rae m o6o3Hagaet O wiu 2 u p o6o3Havaer 0 vm 1.

30. Croco6 mo mobomy m3 min.1-29, rne B mpencrasnser coboit aumsonpormmmdTiaMud (DIPEA) nmu
tpumeTuiamut (TEA).

31. Cmoco6 mo mobomy w3 mml-29, tme Q mnpexacraBiser  co0oil KOMOWHAIIHIO
N-(3-mumernnamunonponui)-N'-atunkapooanumu (EDCI) mnu ero conu u ruapoxkcndensorpuaszona (HOBT).

32. Cmoco6 mno mobomy wu3 mml-29, rme Q mpencraBmser coboil  rekcadropdocdar
1-[Ouc-(numerunamuno )metwieH |- 1H-1,2,3-rpuazono[4.5-b Jmupuannamii 3-okcuna (HATU).

33. Crioco6 mo mrobomy u3 mir. 1-32, rae crnoco0 TOMONHUTEIFHO BKIFOYACT CTAUI0 OYHCTKH.

34. Croco6 1o 1m.33, B KOTOPOM CTaIusl OYUCTKH BKITIOYACT KOJIOHOYHYIO XpoMaTorpaduro, mpemapaTuB-
HYIO TOHKOCJIOWHYIO XpOMaTOTpaduio W BEICOKOI()(HEKTHBHYIO KUAKOCTHYIO XpoMaTorpaduio.

35. Cnoco6 no smobomy u3 mit. 1-34, B KOTOPOM CITOCOO JOTIOJIHUTENHHO BKITIOYAET CTAIUIO CHITHS 3alllH-
ThI, BKITIOYAIONTYO MIPUBEACHUE B KOHTAKT PEAKIIMOHHONH CMECH C areHTOM JIJISl CHATHS 3aIllUTHI, TAC arcHT JJIs
CHSTHS 3aIIUTHI TIpeACcTaBIsieT coboit X oH nmu (CI-CG—aHKI/IH)4N+F_; Xo MPEACTABIISET COOOM TAJIOTEH.

36. Cnoco6 mo 1m.35, B KOTOpPOM arcHTOM IJisl CHSTHS 3allUThl SBJISICTCS COJSHAS KHUCIOTa WIIH
terpadyrunamMmmonust propuxn (TBAF).

37. Cnoco6 no mobdomy u3 m.1-36, rue coenunenne dopmynsl (I) mm ero dapmanesriuyeckn npueme-
Masi COJIb BEIOPaHO U3:

* Haspaume o IUPAC
npuMepa
6LaMmHO-N- (2-MopdosMHOOKCa30J0 [4, 5-b ] nupuanua-6-umi) —
L [2,3+6unupunouH] - 6-KapBoKCcaMUl ;
IMAOPOXJIOPUL 6LaMHO-N- ( 5-UMKJIONPOINUII-2-
2. MopbosmHookcaszoso [4, S-blnupunuu-6-ui) - [2, 3+
OunupnInH] -6-KapbokcaMmma;
TUOPOXJIOPUT N- (5-UMKJIOOpONIUII—2—
3. MOPQOJIMHOOKCAa30J10 [4, 5-b] nupuanu—6-wui) —2- (2-
MeTUIINIUPUIVH-4-1JI) okcazoJi—-4-rapBokcaMmia ;
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TUOPOXJIOPUI N- (2, 5-nou (munepuanH-1-1y) okcaszojyo [4, 5-
4 blompuouu-6-uin) -6- (1H-nupa30J-4-1J) IMKOJIMHaMUIAE ;
. N- (2, 5-ou (munepunuH-1-wui) okcasoJio [4, 5-b] nupunouu-6-
7 W) —2- (2-MeTUInUpUInH-4-1i) okcazoJ—-4-kapbokcaMmn;

N- (2-mMopdosmHO-5- (munepuiuH—-1-ui) okcaszoyo [4, 5-
° bl nupunmH-6-mi) —-6- (1H-nupa30y—-4-ujl) IMKOJIMHaMAL ;

2= (2-MeTnnmmpunuHa-4-mi) -N- (2-MopboIMHO—5- (IUlepuouH—
7. 1-un)okcasoyo[4, 5-bloupunouHa-6-ui) okcasoya-4-

KapOoKkcaMmn;

6—xJiop—-N- (2-MOPQONIMHO-5- (IUIIePUINH— 1~
o W) oKCcasz30Jio [4, 5-b ] IupuomuH-6-mJI) IMKOJIMHaML, ;

N- (2, 5-nu (nunepunuH-1-uj) okcasoJo [4, 5-b] nupuouu-6-
% i) -6- (1-MeTni-1H-nupa30J—4-uJI) IMKOJIMHAMUL, ;

2- (2-xnopuupnaoua-4-wmi) -N- (2, 5-ou (Innepunmy-1-
10. J1) oxkcaszoJio[4, 5-b ]l nupunnH-6-ui) oxkcazong-4-

KapOoKkcaMmnn;

(S)-2- (2-meTunnupuiuH-4-mi) -N- (2-MopdosmHO—5—
11. (MUPPOIMIONH-3-MJIaM/HO ) OkCca30Ji0 [4, 5-b ] nupunuu-6-

W) oKCcaz30JI-4-kapOoKkcaMul;

6Lavmuo-N- (2-MopdosmHOOKCa30J10 [ 5, 4-b ] nupunuu—-5-ui) -
12 [2,3+BunupuinH] -6-rapdokcaMm1n;

6famuuo-N- (2-MopdosmHOTHAa30JI0 [4, 5—C ] IUPpUINH- 6—1JT) —
B [2, 3LBunupnuInH] - 6-kapBokcaMul;

6Lavmuo-N- (2-MopdosmHOTHAaz0JI0 [ 5, 4-b ] nupuamuHa-5-ui) -
- [2, 3+0unupnuIinH] —-6-rKapOoKkCcaMn;

2= (2-MeTunnupuouH-4-un) -N- (2-mMopdbonmHoTHMaz0y0 [4, 5-
B bloupuanu-6-ui) okcaszol-4-xapboxcaMmun;

ofaMmuo-N- (2-MopdosmHOoTHasoJo [4, 5-b ] nupuomua-6-wui) -
Lo [2, 3+6unupnonH] - 6-KapBokcaMu ;

N- (2-mopdosmmHOoTHAaz30J10 [4, 5-b ] nupunua-6-wi) —6- (1H-
L IMpas30Ji—4-wil) IMKOJIMHAMUIL ;

3- (4- (aMMHOMETWJT) IUnepuanH-1-ui) -5-dTop-N- (2—
e MopdosmHoTHa30J10 [ 4, 5-b] mmpuonu-6-11) OeH3ammun ;
19 2- (4- (avmHOMeTUJI) IUNepunIMH—1-1i) -5-pTop-N- (2-

MopdosmHOoTMAa30J10 [4, S—-b] nupnonu-6-wi) 6eH3aMUL ;
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2= (2-MeTunmupuonuHa-4-mi) -N- (2-MopboIMHO—5- (MUlepUOuH—

20. 1-un) rnaszono [4, 5-b]oupunouH-6-1i) okcas3oJ-4-
rapborcaMmum;
N- (2-Mopdbonmuo-5- (nmunepunmy-1-ui) tuasogo [4, 5-
S blompuouu-6-uin) -6- (1H-nupa30J-4-1J1) IMKOJIMHaAMAL ;
N- (2, 5-ou (munepnunouxa-1-wui) tmaszodo [4, 5-b] nupuouu-6—
22 wi) —-6- (1H-nmpa30Ji-4-ujl) IMKOJIMHaAMUTL ;
N- (2, 5-ou (munepunouHa-1-wui) tmaszoio [4, 5-b] nupuouu-6—
23 W) —2- (2-MeTUWJINNPUOUH-4 -1l ) okca3oJ—4-KapOoKcaMu;
N- (2, 5-oumopdonmHoorcas3oJo [4, S5-b] nupuonu-6-wmi) -2- (2-
24 MeTUJIIVUPUOVH-4-1JI) OKCasoJI- 4-kapbokcaMu ;
N- (5- (4—-MeTunnunepasmH-1-uiua) -2-
25. MopdosIMHOOKCa30J10 [4, 5-b] nupuonu-6-wmi) -2- (2-
MeTUJINUPUIVH-4-1J1) OKCca3oJi-4-kapboKkcaMmnm;
N- (2, 5-nou (nunepuInH-1-wmi) okcasoso [4, 5-b] nupuanua-6-
26 W) —2- (6—MeTOKCUIIMPUINH-3-1UJI) OKCcasol-4-kapOokcaMmI;
N- (2, 5-nou (nunepuanu-1-wi) okcasoto [4, 5-b] nupnuanu-6-
21 W) —2- (2-MeTUJINUPUINH-3-1JT) OKkCca3oJ-4-KapBoKkcaMun;
N- (2, 5-ou (munepunuH-1-wui) okcasoJio [4, 5-b] nupunouu-6-
28 W) —2- (2-TMOPOKCUNIUPUIVH-3-1JI) OKCcaz0Ji-4-KapOoKkcaMmy ;
2= (2-TMAPOKCUNUPUIMH-3-1J) —N- (2-MopdosmHo-5-
29. (munepuanH-1-w1i) okcazoJo [4, 5-b] nupunouu-6-mi) okcaszoy—
4d-xapbokcamMmm;
N- (2, 5-nu (nunepunuH-1-uj) okcasoJio [4, 5-b] nupunuu-6-
20 W) —2- (6-TUOPOKCUNIMPUIVH-3-1JI) OKCa30J-4-KapBoKkCcaMum;
2= (2-MeTOKCUIUPUINH-4-1J1) —N- (2-MopdosmHOo-5-—
31. (munepuanH-1-u1j) okcas3oJo[4, 5-b] nupunmuu-6-ui) oxcaszoJ—
4d-xapbokcamMmm;
2= (2-MeTuamMpuIuH-3-1my) -N- (2-MopboIMHO—5— (IUlepUOUH—
32. 1-wuy)okcasoyo[4, 5-bloupunouH-6-ui) okcasoj-4-
rapOoKCcaMmnm;
2= (3-MeTnnmupuomuHa-4-mi) -N- (2-MopboIMHO—5- (MUlepuouH—
33. 1-wuy)okcasoyo[4, 5-bloupunouH-6-ui) okcasoj—4-

rapOoKCcaMmnm;
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N- (2, 5-ou (muniepunuH-1-un) okcasomno [4, 5-b] nupuanu-6-

- W) —2- (3-MeTWINUPUINH-4-1J1) okcazos—-4-kapOoKkcaMun;
2- (6-MeTmnnupnOrH-3-mJ) —-N- (2-MOpQOMHO - 5— (IUIIEePUIUH—~
35. 1-wmi) okcaszogo[4, 5-b]oupunoyu-6-mi) okcasoj—4-—
KapboKCcaMm1mI;
6- (1-MeTun-1H-nupaszon-4-ui) -N- (2-mMopdosnmHoO—5-
36. (munepuanu-1-um) oxkcasoso[4, 5-blnupuomuya-6-
WJI) IUMKOJIMHAMATL ;
N- (2, 5—nou (nnnepmuouH-1-wmiI) okcasz3oJio [4, 5-b ] nupunouu-6-
37 W) —2- (6-MeTWINUPUIOMH-3-1J1) OKCa30J—4-KapOoKcaMun;
(S)-N- (5- (3-aMMHONUPPOIMAONH-1-1JI) —2—
38. MopdbonmHookcaszoso [4, S-bloupuouH-6-mi) -2- (2-
MeTUINUPUINH-4-1J1) OkCcazoJi-4-kapBokcaMum;
(S)-N- (5- (3-IM'MOPOKCUNMPPOJINANH-1-1JI) —2—
39. MopdoJIMHOOKCa30J10 [4, S-b] mupnuonH-6-wui) —2- (2—
MeTUJINNPUIOUH-4-1J1) OKCca30Jl- 4-kapBokcaMUm;
(R) =N- (5- (3-aMMHONIUPPOIUOVH-1-1JI) =2—
40. MOpPdOJIMHOOKCAa30JI0 [4, S-b] upunuH-6-ui) —2- (2—
MeTUINUPUINH-4-1JI) OkCcazoJi-4-kapBokcaMu;
(R) -N- (5- (3-IM'MOPOKCUNIMPPOJINONH-1-1JT) —2—
11. MopdoJIMHOOKCa30J10 [4, S-b] mupnuouH-6-wui) —2- (2—
MeTUJINNPUONH-4-1J1) OKCca30JI- 4-kapBoKkcaMUI;
(S)-2- (3-avmHONIMpPpPOJIUIUH-1-1J1) —N- (2-MOopdOSIMHO—5-
42, (munepuanH-1-mi) okcasoJyo [4, 5-b] nupuanH-6-mj) okcas30JI—
d-xapbokcaMmum;
(S) =6 (3-IMOPOKCUNIUPPOININH-1-1J1) —N- (2-MopdomuHo-5-—
43. (munepunouya-1-ui) okcasogo [4, 5-b] nupuanu-6-
JI) IMKOJIHAMU, ;
(S)-6- (3-avmHONIMpPpPOJIUIUH-1-1J1) —N- (2-MopdosImMHO—5-
44, (munepunouHa-1-ui) okcasoyo [4, 5-b] nupuinH-6-
VJI) IMKOJIMHAMNAT ;
(S)—-2- (3-runpokcUnMppoanuonH—1-wmi) -N- (2-MopdoJIMHO—5—
45, (munepuanH-1-mi1) okcas3oJo [4, 5-b] nupuanH-6-mjI) okCca30JI—

4-rapBokcaMin;
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46.

(S) —N- (5—nurJonponmi—2-MopdosMHooOKkCcasoJo [4, 5-
bl ompunuu-6-mi1) -2- (3-I'MIPOKCUIIMPPOJIMANH- 1~

W) OKCasol-4-kKapBokcaMmn ;

47.

(S)-2- (3—ammHonupposmona-1-1ui1) -N- ( 5—LMKJIONIPOINUII— 2~
MopdommHOOKCa30J10 [4, 5-b] nupunouH-6-1JI) OKCcaszoJa—4-

rapboxkcaMmum;

48.

TUOPOXJIOPULN 2- (2-MeTuInupuInH-4-ui) —-N- (5- (Imunepuanua—
1-wmi) —2- (nuppoJiMIuH-1-1j) okcaszoJio [4, 5-b] nupuaonu-6-

JI) okcasoJi-4-kapOokcaMmmna;

49.

TUIPOXJIOPUT N-(2- (2, 6-ouMe TUIIMOPOOJIIUHO ) —5—
(munepuanu-1-ui) oxcasoJyo [4, 5-blnupuanu-6-un) -2- (2-

MeTWINUPUOMH-4-1J1) oOKkcazoJ—4-kapOokcamMuna ;

50.

TUIPOXJIOPU N- (2, 5-ou (munepmunuH-1-m1j) Tmasojo [4, 5-
blonpnonu-6-wui) -6- (1-mMeTui-1H-nupazojy-4-

WJT) IUKOJIMHaMUIA ;

6- (1-meTun-1H-nupaszosn-4-wui) -N- (2-MopbosmHO-5-
(munepnnouu-1-wmi) Tuaszodo [4, 5-b] mmpnonu-6-

MJT) IMKOJIMHAMMUTI ;

52.

TUIOPOXJIOPUI N- (2, 5-ou (nunepunuH-1-wmi) tnazodo [4, 5-
bloupunomuu-6-1i) -2- (2-Me TMJINOMPUIMH-3-1JI) OKCas30Ja-4-

rapBokcammna;

53.

N-(2-((2S, 6R) -2, 6-nuMeTuIMOpdoImMHO ) —5- (munepuanu—1-
1) TMasoJI0 [4, 5-b ] nupuanu-6-wmi) —2- (2-Me TUJINUPUIUuH-4 -

W) oKkcaszoJi—4-kKapBokcaMml ;

2= (2-MeTuInuUpUIVH-3-1j1) ~N- (2-MOpdOJIMHO-5— (MUIepUIUH—
1-wmi) tnasoso [4, 5-b] nupuinH-6-1j) okcasoya—4-

KapBokcaMmO;

55.

2= (2-TUOpOKCUNUPUINH=-3-1JI) ~N- (2-MOopdOJIMHO-5-
(munepunouH-1-mi) Tnaszodio [4, 5-b ] nupuiouu-6-1ui) okcasoj—

4-rapOorcaMmn;

56.

N- (2, 5-ou (munepunuH-1-wmi) Tua:zo0J0 [4, 5-b] nupunouH-6-

W) —2- (2-MeTOKCUIIMPUINH-4-1JI) OKCaz30oJi-4-kapOboKkcaMm ;

2= (6-MeToKRCUNIUPUIVH-3-1j) ~N- (2-MOpOOJIMHO—5—
(munepmunouH-1-wmi) TnaszoJo [4, 5-b] nupunomuu-6-ui) okcasoj—

4-xapOokcaMUl;
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58.

2= (2-mMeTokCcUnIUPpUIOMH=-4-1y1) ~N- (2-MopdomHO-5-
(munepmanua-1-miI) TMas30J10 [4, 5-b] DupuInH-6-1JI) OKCa30JI—

4-xapOorcaMun;

59.

(S)-N- (5= (3-bropnunepunmu-1-mju) -2-
MOPYONIMHOTHAB0JIO [4, 5-b] nupuanu-6-wmi) —2- (2-

MeTUINUPUIVNH-4-1J1) okcaszoJ—4-kapOboKkcaMmn;

60.

2= (6-MeTUIIMpUIONH-3-1J1) ~N- (2-MOpdOJIMHO -5~ (IUIIepUOMH~
1-wmi) TnaszoJo [4, 5-b] nupuimMH-6-uj) okcasoJ—4-

xapbokcaMm;

61.

2= (3-mMeTmnmmpnanH-4-1i) -N- (2-MOopQOIMHO - 5— (IUIIepUOMH—~
1-ny) TnasoJo [4, 5-b] nupunmH-6-ui) okcasoya-4-

rapBbokcaMmn;

62.

(S)-6- (3-ammHonuppoanouu-1-wi) -N- (2-MopdoJmHO - 5-
(munepunmH-1-1y) Taszoso [4, 5-b] oupunomuHa-6—

W) IMKOJIMHAMUL, ;

(S)-6- (3—-TumporcunuppoauIuu—1-ui) -N- (2-MopdoJimHO—5—
(munepmaonH-1-wmi1) Tmaszodio [4, 5-b] nupnnnH-6-

W) TUKOJIMHAMU ;

64.

(S)-6- (3-—ammHonuppoauauu-1-ui) -N- (2, 5—-1u (IunepunmuH-—

1-wm) Tnaszodio [4, 5-b] nupunmuH-6-uil) IMKOJIMHaMAL ;

65.

(S)-N- (2, 5-ou (munepunouu—1-wi) Tnaszotio [4, 5-b ] nupuomuH-

6-UJI) =6~ (3-TUIPOKCUNUPPOJIUINH-1-1JI) IMKOJIMHAMUL ;

66.

(S)-2- (3-ammHonuppoauouu-1-ui) -N- (2-MopdoJIMHO—5-
(munepmanHa-1-mi1) TMaszo0J10 [4, 5-b ] IupuInH-6-1JI) OKCa30JI—

4-xapOorcaMmun;

67.

(S)-N- (5- (3-aMrHONIMPPOIMAOMH-1-1J1) =2—
MOPYONIMHOTHAB0JIO [4, 5-b] nupuanua-6-wmi) —2- (2-

MeTUINUPUIVNH-4-1J1) okcasoJ—4-kapbokcaMmn;

68.

(S)-2- (3-ammHonuppoamnomnE-1-wi) —N- (5-IuKrJIonponmiI—2-
MopbosmHoTHaz0J0 [4, 5-b]lnupunomuya-6-1J1) okcasoy-4-

rapbokcaMmn;

69.

N- (5-uurnonponui-2-mMopbonuuorrasoso [4, 5-bl nupuanu-6-

W) —2- (2-MeTUJINUPUINH-4-1J1) OkCca30J-4-kapOokcaMnm;
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(S)-2- (3-TunpoxrcunuppononuH-1-umn) -N- (2-MopdosmHoO-5-

70. (mMnepunmH-1-ui) Tuaszoio [4, 5-b ] IMpuIMH-6-1UJI) OKCas30JI—
4-rapborcamul;
(S) -N- (5= (3-IMMOPOKCUNIUPPOJIMIVH-1-WJI) —2—

71. MOpPdOSIMHOTHAaB0JIO [4, S-b] nupnonH-6-ui) —2— (2—
METUIINIUPUIANH-4-1J1) OkCcaz30oJ-4-kapOokcaMun;
(S) -N- (5-umrnonponui-2-mMopdosuHoTrasojyo [4, 5-

72. bl ompnaona-6-mi) - 6— (3-I'MOPOKCUNIMPPOIUINH-1 -
1J1) IMKOJIMHaMMIL ;
(S) =N- (5-1mrJIOoNIPONIMII-2-MOPYOJIMHOTHABOJIO [4, 5—

73. bloupuouH-6-1i) —2- ( 3-I'MOPOKCUIIMPPOJIUINH-1 -
1) okcasoJy-4-kKapbokcaMmmn;
(S) =N- (5-1urjonponui-2-MopdonmuHoruasoyo [4, 5-

74. blmmpunoua-6-mi) —6- (1- (2-runpokcunponuil) —1H-nupason-
4-14J1) IUKOJIMHAMNL, ;
(S) =N- (5-1MrJIOIPONIMII-2-MOPYOJIMHOTHABOJIO [4, 5—

75. bloupuouna-6-mi) -2- (1- (2-ruppokcunponuil) - 1H-nmupasoJ-
4-m1) okcasoJi-4-rapbokcaMumm ;
N- (5= (3-TUMAPOKCUIMPPOIUONH -1 -1 ) —2—

76. MopbosmHOTHAaB0J0 [4, 5-b]l nupunouua-6-1i) —-2- (6-
MeTOKCUIIUMPUIUH-3-MJI) OKCaz3oJ—-4-kapOokcaMmy;
(S)-N- (5= (3-IMOPOKCUNIUPPOJIUINH-1-JI) —2—

77. MopdosIMHOTHAaB0JO [4, 5-b] nnpuanua-6-mia) -2- (6-
METOKCUTIUPUIAUH-3-1JI) OKCazoJ—-4-kapBokcaMun;
(R) =N- (5- (3-TMOPOKCUNINPPONMMUIONH-1-1J1) =2-

78. MopbosmHOTHAaB0JI0 [4, 5-b]l nupunouua-6-1j) —2- (6-
MeTOKCUIIMPUINH-3-1JI) OKCaz3oJ—-4-kapBokcamMmy;
(S)-N- (5- (azeTmnmHa-1-uj) -2-MopdoJIMHOTHAa30JIO [4, 5—

79. bloupuouH-6-1i) - 6— ( 3-I'MOPOKCUIIMPPOJIUINH-1 -
WIT) IUKOJIMHAMAL ;
N- (5- (3-TuapokcuaseTUOMH—-1-1J) -2-

80. MopbosmHOTHAa30J0 [4, 5-b]lnupunouua-6-1j) —-2- (2-

METUINIUPUIVH-4-1J1) okcaz30J—4-kapOokcaMun;
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81.

(S) -N- (5= (3-TMOPOKCUNUPPOIUONH-1-UJI) —2—
MOPOOIMHOTHABOJO [4, 5-b] nupuanya-6-ui) -5- (2-

Me TUJINMUPUIVH-4-11) TModeH-2-KapOoKCcaMum ;

82.

(S) -N- (5= (3-TMOPOKCUNUPPOIUOUH-1~—UJI) —2—
MOPQOIMHOTHABOJO [4, 5-b] nupuanHa-6-ui) -5- (2-

MeTUIINUPUIONH-4-1J1) ypaH—-2-kapbokcaMun;

83.

(S)-N- (5- (3-rMopoKCHUOMIIEPUINH-1-1J) —2—
MOPQOIMHOTHAB0JIO [4, 5-b] nnpuanHa-6-wmi) —2- (2-

Me THUIINUPUIONH-4-1J1) okcaszoy—4-kapObokcaMmn ;

84.

N- (5- (4-TMOoporCcuUnMUIepyuIuH—1-mJ1) —2-
MopdosIMHOTHAa30J10 [4, 5-b] nnpuanH-6-mi) —2- (2-

MeTUINUPUINH-4-1JI) okCca30J-4-KapOokcaMu

85.

(R) -N- (5= (3-I'MOPOKCUNMPPOIMONH-1—1J1) —2—
MopbosmHoTHaszoJo [4, S-b]l nupuomuHa-6-my) —2- (2-

MeTUINUPUINH-4-1JI) oKCa30Ji-4-KapOokcaMuI;

86.

N- (5= (4-TMOPOKCUNIMIIEPUINH- 1 -1JT) =2~
MopdosmHoTHaszoJo [4, S-b]l nupuomuH-6-1y) —-5- (2-

Me TUIINUPUIOVH-4-1J1) dypaH-2-kKapbokcaMmm;

87.

N-(5- (azemunouH-1-un) -2- (IunepunomH-1-uj) tmazosno [4, 5-
bl oupuanH-6-mi) —2- (2-Me TUJINUPUIUH-4-UJI) OKCa30JI-4—

KapBoKCcaMun;

88.

2= (2-meTunnmpuonH-4-mi) -N- (2- (munepunouu—1-mi) —5-
(nupponuaouu-1-ui) Tmaz3o0Jio [4, 5-b ] mnpuamnH-6-1Jj1) oKCas30JI—

4-xapbokcaMnn;

89.

2= (2-meTunnmrpuonH-4-wmi) —N- (2-MopdosmHo—5—
(muppomunaonu-1-wui) TmazoJio [4, 5-b ] mmpuanH-6-1j1) okCcasoJi—

4-rapbokcamnm;

90.

5- (2-meTunnmpuouH-4-wmi) —N- (2-MopdoMHO—5— (IUIepUIuH—

1-wi) Tnasodio [4, 5-b] nupunuu-6-ui) dypaH—-2-kapbokcaMuI;

91.

N- (5- (azenan-1-wui) —2-MopdoJsimHOTMAa30J10 [ 4, 5-b ] nnpnanu-

6-1J1) —2- (2-MeTUINUPUINH-4-1J1) oKCca30Ji-4-KapOokcaMun;

92.

TUOPOXJIOPUI 2- (2-amvmuHOonUPUINH-4-131) —-N- (2-MOopboNMHO -
5- (munepunny-1-wmi) Tmaszotio [4, S5-b]nupunmu-6-

WI) OKcazoJi—-4-rkapbokcaMmia;
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N- (5- (azemuouu-1-wmi) -2-MopdomHoTHazoyo [4, 5-

93. bl oupnanH-6-mi) —2- (2-Me TUMINUpUOVH-4-1JI) OKCcazoJ—4-
xkapOoKkcaMmn;
(R) -N- (5- (3-I'MOPOKCUIIUIIEPUIONH- 1 —WJT) =2—
94. MopbonmHOoTHAaB0JO [4, b-blnupuouH-6-1uj) —-2- (2-
MeTUIINMUPUIVH-4-1J1) OKCcaszoJI-4-kapboKrcaMun,;
(R) -N- (5= (3-TUOPOKCUNIUNEPUIUH-1-UJT) =2~
95, MopdosIMHOTHAaZ0JI0 [4, 5-b] nupuanua-6-wmi) —5- (2-
MeTUINUPUIVH-4-1J1) dypaH-2-xkapbokcaMn;
(S)-6-(1- (2-rmoporcunponui) - 1H-nupazon-4-wui) -N- (2-
96. MopboMMHO-5- (munepunmH-1-uj) Tuasoto [4, b-b] nupuomuu-6-
TJT) IUKOJIMHAMUATL
N- (5- (4d-pTopnunepuant-1-mi) —2-MopdbosimHOTHAa30JI0 [4, 5—
97. bl oupnanH-6-mi) —5- (2-Me TUIIUpUIuH-4-1J1) bypaH-2-—
rKapOoKkcaMmn
IUIOPOXJIOPUL N- (5- (4-dropnunepnanH-1-wi) -2-
98. MopbonmHOoTHAaB0NO [4, b-blnupunouHa-6-1uj) —-2- (2-
MeTUJINMPUINH-4-1J1) OKCca30Jl-4-KapbokcaMuua
N- (5- (1-memun-1H-nupazon—4-mi) —2-
99, MopdosImMHOTHAaZ0JI0 [4, 5-b] nupuanu-6-wmi) —2- (2-
Me TUINUPUINH-4-11J1) oKca3oJ-4-kapBokcaMu;
N- (5- (3-¢Topdberns) —2-MopdosmuoTMaz30Ji0 [4, 5-b ] nupuomnua-
100 6-1J1) —2- (2-MeTUNINUPUINH-4-1JI) oOKCcas30J-4-KapbokcaMul ;
N- (5- (4-TugpokcunmnepunuH-1-mm) —2-
101 MopdoSIMHOTHAa30J0 [4, 5-b] nupuanu-6-wmi) -5- (2-
MeTUIINMPUINHE-4-1J1) QypaH-2-kKapOoKCcaMmnn ;
N- (5= (3-¢Topnunepuanu-1-mi) —2-MopdoJimHOTHa30JI0 [4, 5—
102. bloupnaonH-6-mi) - 5- (2-MeTunnupuouH-4-ui) bypaH-2-
rapbokcaMmn;
(S)-N- (5= (3-TMOPOKCUNIMPPOIMUONH-1-1J1) —2-
103 MOPYOSIMHOOKCAa30JI0 [4, 5-b] nupnonu-6-wmi) —2- (6—
MEeTOKCUIIMPUANH-3-1JI) OKCcazoJi-4-kKapOoKcaMmn;
N- (5= (3-I'MOPOKCUNIUPPOIMONH -1 ~1JT) -2~
104. MOPQOSIMHOOKCAa30JI0 [4, S-b] nupnuanu-6-wmi) —2— (2—

MeTUINUPUINH-4-1JT) oKkcas3oJi-4-KapbokcaMull ;
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(R) =N= (5= (3-TMOPOKCUNIUPPOSIUANH-1-1JI) =2—
MopdbosmHoOKCaszoo [4, 5-b] nupunmuya-6-mi) —-2- (6-

MeTOKCUNIMPUIMH-3-1JI) OKCas30J-4-KapOokcaMm1 ;

N- (5- (3-IMMIOIPOKCUNUPPONIMOUH-1-1JT) —2—
MopdbosmmHoOKCaszoo [4, 5-b] nupunmuya-6-mi) —-2- (6-

MeTOKCUNIMPUIMH-3-1JI) OKCas30J-4-KapOokcaMm1 ;

(S)=N- (5- (3-I'MIOPOKCUNUPPOIUONH-1-1JI) —2—
MopdbosmHoOoKCcaszoso [4, 5-b] nupunmuya-6-mi) —-5- (2-

MeTUJIIUPUIVH-4-1J1) bypaH-2-rkapOokcaMmn;

(S)-N- (5- (3-I"MOPOKCUNUPPOIUONH-1-1JI) —2—
MopdbosmmHoOKCaszoJo [4, 5-b] nupunmua-6-mi) —-5- (2-

MeTUJIIUPUIVH=- 4 -1J1) TUOdeH-2-KapBoKCcaMu ;

N-(5- (aseTtunuya-1-wui) -2- (munepunuHa-1-mi) okcasojyo [4, 5-
bl nupunomuya-6-mi) —2- (2-Me TUJIIUPUIVH-4-1JI) OKCcasz30JI—4-

rapbokcamMmn;

2- (2-meTmnnupuonH-4-mi) -N- (2- (munepunmua—1-mi) —-5-
(mupposManH-1-1j1) okcaszoJio [4, 5-b] nupunmuH-6-

1) OKCcaszoJ-4-rapboxrcammn ;

5- (2-MeTunmmpuiouH—-4-mui) -N- (2-MopdoJmMHO—5- (MUIIepuIuH—
1-uny)oxcasono [4, 5-b]nupuaoun-6-wui) bypaH-2-

rapbokcamMmn;

112.

N- (5- (aseTtunuu-1-wui) —-2-MopdosmHooKCca3oJio [4, 5-
bl noupnonyE-6-ui) —2- (2-Me TMINUPUIMH-4-11J1) OKCca30J-4 -

rapbokcamMmn;

2- (2-mMeTmnnupuanH-4-mi) -N- (2-MopdosimHoO—5-
(mupposmouu-1-ui) oxkcaszoJjo[4, 5-b]lnupunomuua-6-

1) OKCcazoJ-4-rapboxrcammn ;

N- (5= (4-IMIpOKCUNMIIEPUIVH-1-11) —2-
MopdosIMHOOKCa30J10 [4, 5-b] nupnuomua-6-mi) -5- (2-

MeTUINUPUIVH-4-1i1) bypan-2-xkapbokcaMmn;

(R) -N- (5= (3-I'MOPOKCUNIUIEPUINH- 1 -1JI) —2—
MopdbosmHookCcaszoyo [4, 5-b] nupunmuya-6-wmi) —-5- (2-

MeTUINUPUIVH-4-1i1) bypaH-2-kapOokcaMm;

N- (5- (dypan-3-ui) —2-mMopdonmHookcaszoio [4, 5-b] nupunomuu-

6-1UJ1) —2- (2-Me TUJINUPUONH-4-1JI) OKCa30Ji-4-kapOokcamMum;
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117.

N- (5= (3-dTopnunepnuanH-1-wmi) —2-MopdoIMHOOKCAB0JIO [4, 5—
bl nonprnonua-6-mi) -2- (2-Me TUWINNPUINH-4-1JI) OKCcas30J—4—

KapBbokcaMu;

118.

N- (5= (4-I'MIOIPOKCUNIMIIEPUIONH- 1 -1JI) —2—
MopbosmnHookcaszoJo [4, S-bloupuonuua-6-umu) -2- (2-

MeTUJINIUPUINH-4-1JI) OKCa30J-4-KapbokcaMun ;

119.

N- (5= (4-dbropnunepunmuu-1-wuy) —-2-mMopbosnHookcasojo [4, 5-
bloupnonu-6-umn) -2- (2-Me TUINUPUINH-4-1J1) OkCcas3oJ—4-

KapbokrcaMun;

120.

(S)-N- (5- (3-aMMHONOMTNIEPUIONH-1-1J) —2—
MOP®OJIMHOTHAB0JIO [4, 5-b] nupuanH-6-mi) -2- (2-

MeTWIINUPUIONH-4-1JI) OKCcaszoJI-4-kapboKcaMnn;

121.

2= (2-MeTunmupuIvH-4-uin) -N- (2-MmopdosmHo-5- (1H-
nupasoJi-4-wi) TmasoJio [4, 5-b ] nupuoru-6-1iI) okcaszoa—4-—

KapOoKCaMmnI;

122.

N- (5= (6-dTopnupuanH-3-1j) —2-MOPOOINHOTHAB0JIO [4, 5—
bl noupnanu-6-uiu) -2- (2-Me TUIINUPUANH- 4 -1JI) OKCa30J—4—

KapOOKCaMuU;

123.

N- (5= (3-rnmpokcu-8-azabuumnkio [3.2.1]okTaH-8-mi) —2—
MOPQOIMHOTHAB0JIO [4, 5-b] nupuanu-6-wmi) -2- (2-

MeTUJINIUPUINH-4-1JI) oKCca30Ji-4-KapbokcaMun ;

124.

N- (2= (3-I'MIpOKCHUNUIIEPUANH- 1-1J) - 5— (Dunepuanua—1-
WJ1) TmaszoJio [4, S-b ] nupnuonH-6-mi) -2- (2-Me TUINUPpUOnH-4—

1) okcason-4-xapborcaMun;

125.

2- (2-anerTaMmumonupuomua-4-wui) —-N- (5- (4-
TUOPpOKCUIIUIIepUuInH-1-1J) —2-MopbosmHoTHas0J0 [4, 5=

bl oupuonu-6-ui) okcazoj-4-xkapOokcaMun ;

126.

N- (2= (3-ruopoxcunuinepuomuya-1-umn) -5- (4-
TUIPOKCUNIUNIEPUIVH-1-1J) TMa30J0 [4, 5-b ] nupunmuH-6-mi) -

2= (2-MeTUNIUPUIVH-4-1JI) OKCa30J-4-kapBoKcaMum;

127.

2-(2-aneTavMmumonupuimuH—-4-wui) —-N- (5- (3-
TUOPOKCUIIUIIepUINH-1-1J1) —2-MopbosmHoTHas0J0 [4, 5=

bloupnouu-6-un) okcazoj-4-xkapbokcaMun ;
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blnonprnonu-6-mi) okcazos-4-rkapbokcaMmmna;

128. TMOPOKCUNIUNEPUINH-1-1) - 2-MopdomMHOTHa 3010 [4, 5—

TUOPOXIIOPUL, 2- (2-avuHONMPUIAMH-4 -1 ) -N- (5- (3-

blnupuanH-6-wmi) bypaH-3-rapbokcaMuna ;

129. TUIOPOKCUNUIEPUINH-1-11) —2-MopdommHOoTHa 3050 [4, 5-

TMOPOXJIOPUL 5- (2-avmuHonmpuanH-4-wi) -N- (5- (4-

bloupuaouxa-6-ui) oxkcaszson-4-kapboxcaMuna;

130. IMOPOKCUIIUIIEPUIONH-1-1J1) - 2-MOPQOJMHOTHUAa30JI0 [4, 5—

TUOPOXIIOPUL 2= (2-avmHOTIMPUANH-4-1y1) —N- (5- (4-

131. dropnunepunuH-1-mi) —-2-MopdoIMHOTHAB0JIO [4, 5-

blnoupranH-6-mi) okcazoil-4-kapbokcamMmna;

TMAOPOXJIOPUL 2- (2-avuHonupuINH-4-1i) -N- (5= (4-

KapBokcaMu;

N- (5- (2-¢Toprnupunmuu-4-uiu) —2-MopdosnHOoTHaz30J0 [4, 5—

132. bloupuonua-6-ui) —2- (2-Me TUJIIUPUINH-4-1JI) OKCca30J—4—

4-pJ1) okcaszsosi—4-kapbokcaMnl ;

N- (5- (4-pTopnunepunmu-1-mi) —2- (3-TUOPOKCUNIUIEPUAUH-

133. 1-wm) Taszodo [4, 5-b ] oupnuanH-6-mi) -2- (2-Me TUJINUPUONH—

135. MOPQOIMHOTHAB0JIO [4, S—-b] mupuonu-6-wmi) —2— (2-

MeTUJINIMPUINH-4-1JI) OkCcason—-4-kapBokcamMmna;

TUOPOXJIOPUL N- (5- (4-ammHOnMIepuouu—1-wui) —2- (3-
134. TUOPOKCUNIUTNIePUOUH- 1 -1JI) TMa30J10 [4, 5-b ] nupuamuya-6-mi) -

2= (2-MeTunnupuOnH-4-1) okcasos-4-kapBokcamMmua; U

TUOPOXIJIOPUL N- (5- (2-TUMOPpOKCUNUPUOUH-4-1UJT) —2—

WK ero papMaleBTHUECKH MpUeMIIeMasi COJb.
38. Croco6 mo 1n.37, B koTopoM coeaunenne ¢popmyisl (1) mpeacrapnseT coboi
o]

[ 2
Qﬁ/I;f*‘<;;?
P NN
{O<IX
N w:yﬂoH

WK ero GpapMaleBTUUECKH TPUEMIIEMYIO COJb.
39. Croco6 mo 11.37, B koTopoM coeauaenne ¢hopmyisl (1) mpeacrapnseT coboi

o]
Qﬁ/ﬂ;f*‘<Z;F
NS ok
0\_/N_<\:(I
N N Uﬁ?‘OH

40. Crioco6 o 11.37, B KoTopoM coenuaeHne Gopmyasl (1) mpencrasmnser co0oit
(o)

Q?/[k>‘<;}
/0 NH
°\_/N_<‘le\/j

WK ero GpapMareBTUUECKH TPUEMIIEMYIO COJb.
41. Crioco6 mo .37, B koTopoMm coenurerne Gopmyisl (1) mpencrasiser coboit

0
q?/[g*ﬁé;}

NS Y
<1

7/
NN T:yﬁoH

42. Cnoco6 mo m.37, B kKoTopoM coeaunerne Gpopmyisl (I) mpencrasiser coboi

o]
OY[ N)\QN
NH

S X
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WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
43. Crioco6 1o 11.37, B KoTopoM coenuaeHne Gopmyssl (1) mpencrasnser codoit

g
(@] X
NH
S A
{ I X
A~/ N N/,O

WK ero GpapMaleBTUUECKH TPUEMIIEMYIO COJb.

44. Crioco6 mo .37, B koTopoMm coenuHerne Gopmyisl (1) mpencrasiser coboit
=
-

o
YQ\WOH
NH

45. Crioco6 o 11.37, B KoTopoM coenuaeHne Gopmyasl (1) mpencrasnser coboit

<
Q. X
NH
O<TX
Q N
_<\N ®

N I\O
WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
46. Crioco6 1o 11.37, B KoTopoM coenuHeHne Gopmyasl (1) mpencrasnser codoit

g
0. \N NQ"?')'OH
NH
/\ S A
a N |

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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