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Coenunenust popmynsl (I) obmamaioT 3(hQPEKTUBHOCTBIO B KadecTBE MHTHOMTOPOB LUTOXpoM P450
moHookcureHasbl 11A1 (CYP11A1). CoennHeHHsT MOTYT HCITOJB30BaThCsl B KAYECTBE JIEKAPCTBEHHBIX
CPEJICTB P JIeYeHHHU 3a00JIeBaHUI U COCTOSIHUI, 3aBUCUMBIX OT CTEPOHJHOTO PELENTOpa, B YaCTHOCTH
AHJIPOTEHHOT0 PELENTOPa, TAKUX KaK paK MPeCTaTeIbHOM HKeNe3bl.
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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

N3o0peTenre OTHOCUTCSI K TEpaleBTHYECKH aKTHBHBIM COCAMHEHHUSIM, KOTOPBIE MOTYT HCIIOJIB30BATHCS
TIPY JICUSHUH COCTOSHHH HIIN 3a00JIeBaHUil, 3aBUCHMBIX OT CTEPOHIHOTO PEIeTITOpa, B YaCTHOCTH aHIPOT€HHO-
ro pernienitopa (AR), 1 k papManeBTHIECKUM KOMIIO3HUIIHSIM, COIEPIKAIUM TaKUE COSAMHECHHUS.

YpoBeHb TeXHUKH H300peTeHHs

Pak mpencraTenbHOI jkene3bl BO BCEM MHpE SBISIETCS Hamboliee pacIpOCTPaHEHHBIM PAaKOM y MYXKUIHH.
Jlasxke HECMOTpSI HA TO, YTO S5-NETHAS BBDKMBAEMOCTDH IMAIIMEHTOB C JIOKAIM30BAHHBIM PAaKOM IIPEACTATEIbHON
JKeJe3bl BRICOKA, TIPOTHO3 U T€X MAIlHCHTOB, ¥ KOTOPHIX Pa3BUBACTCS KaCTPAIIMOHHO-PE3UCTEHTHBIN pak Ipea-
crarenbHOM xkene3sl (CRPC) B TedeHHe 3TOTO S-1eTHETO Mepro/ia HAOIOICHHUS, IBIIACTCS IIOXHM.

CurnanpHasi 0Ch aHIPOTeHHOTO penentopa (AR) sBiseTcs KpUTHUYECKOW HAa BCEX CTAIUsAX paka IpeicTa-
TenbHOI sxene3sl. Ha cragnn CPRC 3aboseBaHue xapakrepusyercst BBICOKOH dKkcnpeccueld AR, ammindukany-
eii AR ¥ MOCTOSIHHOM akTHBaNUei cUrHANBHON ocl AR 0CTaTOYHBIME TKaHEBBIMHU/OITYXOJICBBIMU aHAPOTCHAMU
U IPYTHUMHU CTEPOUIHBIMHA TOPMOHAMH U MPOMEKYTOYHBIMH COCTMHCHUSIME OHMOCHHTE3a CTEPOUAOB. B cBs3H ¢
9THM JICUCHHE paKa MpEeACTaTeIILHON JKeIe3bl Ha MO3HEH CTaJuy BKIIOYACT aHAPOTCHICIPUBAIIMOHHYIO Tepa-
muto (ADT), Takyro Kak TOpMOHAIIbHAs MaHUITYJISALNS ¢ UCTIOIh30BAaHUEM arOHUCTOB/aHTATOHUCTOB TOHATOTPO-
MUH-BBICBOOOXKAaromero ropmoHa (GnRH) winn xupyprudeckasi KacTpaliys, UCIIOIb30BaHHE aHTaroHUCTOB AR
i uaruouTopoB CYP17A1 (Takux kak abuparepoHa aleTaT B COUETaHHUH C MPEIHI30HOM ).

XoTs Tepamus MOXKET IEPBOHAYAIBGHO MPHUBOANTE K perpeccur 3aboieBaHus, B KOHEYHOM cueTe y 00JIb-
IIMHCTBA TAIIMCHTOB pa3BUBAacTCA 3a00JeBaHUE, KOTOPOE SBISIETCS] PE3UCTEHTHRIM K JTOCTYIIHBIM B HACTOSIIEE
BpeMs criocobam sedeHns. [[oBBIIIeHHBIH YPOBEHD MTPOTECTEPOHA Y MAIIMEHTOB, ITOTyYaBIINX a0UpaTepoHa are-
TaT, MPEAMOIOKUTEIBHO ABISACTCA OJHUM U3 MEXaHU3MOB PE3HCTCHTHOCTH. HECKONBKO HEKITMHUICCKUX U KITH-
HUYECKUX HCCIICIOBAHUM TOKa3aJli MOBBIIICHHE KOJIWYECTBAa (PEpPMEHTOB, KOTOPHIE KaTAIN3UPYIOT OMOCHHTE3
creponnoB Ha mo3nHei ctamunm CRPC. CoBcem HemaBHO ObUTO omyOimkoBano, uto 11B3-OH anmpocTeHamoH
MOXeT ObITh MeTabosmsuposaH B 11-kerorecroctepoH (11-K-T) u 11-ketomernaporecroctepon (11-K-DHT),
KOTOPBIC MOT'YT CBSI3bIBATh M aKTHBHPOBaTh AR Tak ke 3((heKTHBHO, KaK TECTOCTCPOH H TUTUIPOTECTOCTECPOH.
Brut0 MoKa3aHo, 4TO 3TH CTEPOUIBI OOHAPYKUBAIOTCS B BBICOKMX KOHIICHTPAIMAX B TUIA3ME M TKAaHAX Y MallUCH-
TOB C PaKkOM IMPEICTATEILHON JKeJIe3bl, YTO IO3BOJIICT MPEIIOI0KHUTh UX POJIb B Ka4ecTBE aroHUCTOB AR mpu
CRPC. Kpome Toro, Ob110 0OpaiieHo BHUMAHUE HA TO, YTO PE3UCTCHTHOCTHh paKa MPEICTATSILHOM JKEIe3bl K
narunoupoBannio CYP17A1 MoXeT Bce ele 0CTaBaThCs CTEPOMITHO-3aBUCUMON M YYBCTBUTEIBHON K TepalnH,
KOTOpasi MOXET JIOTIOJIHUTENBHO TOJABIATh BHYTPUOMYXOJEBbI cuHTE3 cTeponnoB de novo g0 CYP17A1, kak
HampuMep, Tepanus, ocHoBanHas Ha uHrnoupoBannu CYP11A1 (Cai, C. et al, Cancer Res., 71(20), 6503-6513,
2011).

Huroxpom P450-3aBucumas monookcureHaza 11A1 (CYP11A1), takxe Ha3piBaeMast (pepMEHTOM pacIiier-
JeHust OOKOBOM LIENHM XOJIECTEPUHA, SIBIIETCS MHUTOXOHIPUAIBLHOM MOHOOKCHUIEHA30H, KOTOpas KaTalu3upyeT
NpeBpallCHHE XOJIECTEPUHA B IPETHEHOJIOH, MPEIIECTBEHHUK BCEX CTEPOUIHBIX TOPMOHOB. 3a CYE€T HHIHOHUPO-
Bauns CYP11A1l, kmoueBoro ¢epmenra 6rnocuntesa creponsoB 1o CYP17A1, MOXHO OCTHYb MOJHOTO OJ10-
KUpOBaHUsI Bcero OnocuHTe3a creponnioB. [loaromy maruburopst CYP11A1 MoryT obnasaTs OOJBIINM ITOTEH-
[[UAJIOM B JICYCHUHU 3aBUCHMOTO OT CTEPOUIHBIX TOPMOHOB paKa, TAKOTO KaK pak IMPEICTATeIbHOM JKeJIe3bl, JaxKe
Ha TMO3/IHUX CTagusIX 3a00JieBaHMS, M 0COOEHHO Yy TeX MAIMEeHTOB, Y KOTOPHIX HaOJI0maeTCsl TOpMOHAIBHAS pe-
3UCTEHTHOCTh. HemaBHO OBLTO MMOKa3aHO, YTO COCOUHEHHUE, 00JIaaoniee HHrHONPYIOINM ISHCTBHEM 110 OTHO-
mennto K CYP11A1, 3HaUATEIHHO MHTHOUPYET POCT OMYXOJH in Vivo B MBIIMUHBIX KCEHOTPAHCIUTAHTAHTHBIX
moxensix CRPC (Oksala, R. et al, Annals of Oncology, (2017) 28 (suppl. 5): pedepar/moctep 28P).

CyurHocTh u300peTeHust

O6HapyxeHo, uro coeguHeHust Gopmyisl (1) sBisroTess MoutabiMu nHTHOUTOpamMu CYP11A1. B cBszu ¢
9THM, COEAMHEHUS JAHHOTO M300pETeHUs] MOTYT HCIIOJIb30BATHCS B Ka4ECTBE JIGKAPCTBEHHBIX CPEJICTB IPH Je-
YCHHWW COCTOSIHUHN ¥ 3a00JICBaHMIA, 3aBUCHMBIX OT CTCPOHIHBIX TOPMOHOB, TJI¢ JKEIaTEIbHO HHIHOUpPOBAHHE
CYP11Al. Takue cocTossHUS U 3a00JIeBaHMs BKIIOYAIOT, O€3 OrpaHMYEHUs], SHIOKPHHHBIC paKoBble 3a00jeBa-
HUS ¥ Takue 3a00JIeBaHUs, KaK paK MPECTATEIILHOM JKEJIe3bl U PaK MOJOYHOI jkeJe3bl. B yacTHOCTH, coeiHe-
HUS JTaHHOTO W300pETEHUS] IPUMCHHUMBI MPH JIeYeHUH AR-3aBHCHMBIX COCTOSHUM U 3a00JICBaHMIA, BKIIOYAs paK
NPE/ICTATEeNBHOM KeIe3bl.

Hacrosiee n3o0peTeHne 0THOCUTCS K coequHeHuIo hopmMyits (1)
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rae konblo B mpencraBnseT coboii 4-10-uwieHHOE MOHOIMKIMYCCKOS HITH OWIIMKINYECKOE KOJBIO, CO-
nepxamiee 0-4 rerepoaToMa, He3aBUCUMO BBIOpaHHBIX U3 N, O wmu S,
KOJIBIIO A TIpeICTaBIISET COOO0I IFOOYIO U3 CICIYIOIIUX TPYIIIL:
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L orcyrcTByet, npencrapiseT coooit -CH,-, -CH,-CH,- nnu -CH,-CH,-CH,-, niu B ciay4ae, Koraa KoJibIo
A mpencrasisiet co6oii (1), L taxoke moxer 01T -C(O)-CH,-;

R, npexncrasnsier coboit Bomopox, C;_sankwmi, C_;7alIKOKCH, TaJIOTeH, IIUAHO, HUTPO, ranoreH-C_;aKui, ra-
soren-C,_sankoxcy uin C,_7aJKUITHO;

R, mpexacrapnseT coboit Bogopon, C_;alKWI, TaIOTeH, THAPOKCH, TanoreH-C _;allku, HUTpo, ranoreH-C;_;
AJIKOKCH WJTH THOJ,

nin Ry n R, BMecTe ¢ aTomamu yriieponia, K KOTOPHIM OHU MPUCOEAMHEHBI, 00pa3yioT KOHACHCHPOBAHHOE
1,3-IMOKCOIBHOE KOJIBIIO;

R;3 mpencraBnsieT co6oii BOIOPOI, TANIOTEH, HUTPO, IIHAaHO, Okco, Csankwmi, C, sankeHun, Cs 7IIKIOATKIII,
ruapokcu-C; suuknoankui, Cj,amkokcu, THIpokcu-C ,ankui, rajgored-Cy ,ankui, nuano-Ci sankui, Cianko-
keu-Cysankun, Cy,alKWiTHO, aMHHOKapOoHWI-C,_sankeHmI, ranoren-Ci_sankumitno, C,ankokcukapoorui-Ci_;
ankwi, Cj;amkokcukapOoHmI-C, sankeHmwt, =NSO,Ry, -S(0)-Ci amkmn, -S(O)(NR4)(Ry), -S(NR;5)(Can-
ki), -C(S)NRgRy9, -D-C(O)-NRgR;, -C(O)Rg, -D-NRyR;y, -SO,R;;, HeoOs3arensHO 3amemieHHbId 3-10-
YIICHHBIN KapOOIUKIHI, Heo0A3aTeNFHO 3aMeIIeHHBIN 3-10-wieHHbIH KapOormukimi-C ;alKui, Heo0A3aTeIbHO
3aMeIleHHBIH  4-10-4JeHHBIH ~ TEeTepOLMKIMI ~ WIM  HeoOs3aTesJIbHO  3aMelleHHBIH  4-10-uieHHBIH
reTeporKITiI-C_,aJIKIT;

R4 mpencrasisier coboit Bomopo, rasoreH, ruapokc, C_ankwi, rajaoreH-C _;allKuil WId OKCO;

Rs mpencrasmisier coboit Bomopo, ranoreH wim C_;aIKur,

R¢ mpencrasmnsier coboit Bogopon, C;samkun, C, ,ankeHmt, Cs ,IUKI0aTKNI, THAPOKCH-C | 7alKu, ITHaHO-
Cankun, -C_ankmi-O-C(O)C_;ankui win Heo0sA3aTeIbHO 3aMeleHHBIN 4-10-4IeHHBIA TeTePOIKIIHIT;

Rg mpexncrasmisier coboit Bomopon, C_sankmn, C, sankenun, C;_suukinoankui, C;ankokcu, ranoren-Cy_; ai-
ki, Cy,ankokcu-Coankmn, Cirankunkapoonmn, Ci,ankokcukapoonmn, -Cisankmi-O-C(O)-Ciqamkmn, Ci;
ankmin-SO,(Cyankmn), -N=S(O)(Csankmn)(C;_,alKm1) WK HEOO3aTEIBHO 3aMEIICHHBINA 4-10-wIeHHBIN reTe-
POLIAKIIIL;

Ry mpencrasnser coboit Bogopon, Csankuin, Cssuukinoankmwi, Co,ankunkapOooHmt, -SO,(C,ankumn) win
-SO,(C37IUKIOATIKIIT);

Ry, mpencrasmser coboit C, amkun, C,;ankennn, Cs KONk, ragoreH-C ,amkui, muano-C i ;allkui,
Csankokcu-Csamkmn, -NR;R(3, Heobs3aTensHO 3amerieHHbIH 3-10-uneHHBIA KapOOIMKIWI W HeoOs3a-
TEJIHHO 3aMemeHHBIN 4-10-1IeHHBIA TeTePOIMKIIII;

R}, mpexacraBnser coboii Bomopon, Cankwi, ruapokcnu-C ,ankwr, muano-Ci,ankwmi, Csankoken, C_;
ankokcu-C_samkuit wim Ci_,alKUIKapOOHUIT;

R7, Ryp, Ri3, Rig 1 Rj9 HE3aBHCHMO MIpeacTaBisioT co6oit Bogopoa, C_,ankmt win Cs 7IIHKITOATKIIT;

Ry, mpencraBnsier coboit Bomopon, C_sankmwi, C_sanmkmikapOooHmt wiid -SO,R,1;

R,s mpencraBnsier coboit Bomopon, C_samkmn, Cs_samknoankmi, C,ankunkapoormi, -SO,R7;

R,; mpencraBnsiet coboii C_7amKuil Wik He0OSI3aTeIbHO 3aMEIICHHBIN 3-10-1wIeHHBIH KapOOMKIILIT;

Ry 1 Ry, He3aBuCHMO TipeacTaBisitor coboit Ci_sankmi, C;_7IIUKIOATKUIT WK HEOOS3aTEeIbHO 3aMCIICHHBIH
3-10-uneHHBIH KapOOLMKINIT;

Ry, mpencraBnsier coboit C;samkmt unu C;_7IIUKIOATKILT;

R,; mpeacTasisieT co00it BOJOPO HITH OKCO;

R,4 mpeacTaBnsier cob6oit Bogopona wim C_;aIKu,

D otcyrcTByer, npeactasiser coboit C;_samkun win C,_;aIKeHIIT;

TIPH 3TOM HeoOs3aTeNIbHOE 3aMEIeHHE B KaXKIOM cliydae BEIOpaHo U3 1-3 3aMecTHTeNel, He3aBUCUMO BBI-
Opanneix w3 Cj-amkuia, ramoreHa, ruapokcu, C,ankokcu, C,ankokcn-Cankuna, C;;alKoKkcHKapOOHHIIA
WJIU OKCO; U

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-4 retepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS;

WK K €0 (papMareBTUICCKU TPUSMIICMOH COJIH;

IIPH YCIIOBUH, YTO COCAUHCHHE HE MPECTABISACT COOOU
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2-[(3,4—ogurnopo—2 (1H) ~MBOXUHOJIMUHWIT) MeTuJ1] —5-[ (2, 5—
OVMe TUIIQeHMII) MeToKCHK | —4H-nupaH—4—0H;

5-[(2, 4—guxjopdenus)MeTokcu] —2—[ (3, d—ourngpo—-2 (1H) -
VBOXMHOJMHMWII) MeTuJl ] —4H-niupaH—4—-0H;

5-[ (3—-xmopbeHns) MeTokcK] —2—[ (3, d—gurunpo-2 (1H) -
VBOXMHOJMHWII) MeTWJT ] —4H-nupaH—4—0H;

2=-[(3,4-ournopo-2 (1H) ~M30XMHOIMHWI) MeTuJ1] —5—[ (4-
MeTuibeHnI1) MeToKCcK ] —4H-impaH—4-0H;

5-[ (3, 4-guxjopdenHusr) MeTokcu] —2—[ (3, d—ournugpo-2 (1H) -
VIBOXMHOJMHMII) MeTnJ1] —4H-nupati—4—-0H;

2=[(3,4-ournaopo-2 (1H) - M3OXMHOIMHWUII) MeTuJ1] —5—[ (3—
dropdbennst) MeTorcu] —4H-impaH—-4-0H;

2=[(3,4-ogurnnopo—2 (1H) ~MBOXUHOJIUHWIT) MeTu1] —5— (1—
HadTanmmHuiIMeTokcu) —4H-nupati—4—-0H;

2= (3, 4-ourunpo-2 (1H) ~M30XMHOJIMHWIT) MeTuJI ] —5— [ [3—
(TpudTopMeTII) QeHmII ] MeTOKCHK | —4H-iMpaH—4-0H;

5-[ (2-xnopdenmi) meTokcu] —2— [ (3, d—murungpo-2 (1H) -
MSOXUHOJMHNIT) MeTuJ1 ] —4H-niupaH-4-0H;

5—[ (2-xyop-6-dTopbenmi) MeTokcr] —2—- [ (3, 4-murugpo-2 (1H) -
M30XMHOJMHWUIT) MeTIl ] —4H-niupaH—4-o0H;

5-[ (4d-xmopdenmi) meTokcu] —2—[ (3, d—murugpo-2 (1H) -
USOXMHOJIMHWIT) Me T ] —4H-niupan-4-0H;

5-[ (4-B6pompernun)meTorcu] —2—[ (3, 4—gurnnpo—2 (1H) -
MSOXMHOJMHWIT) MeTuJ1] —4H-niupan-4-0H;

2-[(3,4-mnruopo—2 (1H) ~-M30XMHOJIMHWII) MeTuJ1] —5—[ (2-
dropdenmir) MeTokcu ] —4H-nupaH—4—-0H;

2=[(3,4-mnrunpo-2 (1H) ~-M30XMHOJIMHWI) MeTuJl] —5— [ (2—
MeTMIIQeHMII) MeToKCK ] —4H-TiupaH-4-0H;

2-[ (3, 4-ouruaopo-2 (1H) ~M30XMHOJIMHWII) MeTUJI] —5— (QEHMIIMETOKCH) —
4H-nupaH-4-0H;

2-[(3,4—murunpo—2 (1H) ~-M30XMHOJMHWUIL) MeTIJ1] —5—[ [4—
(TpudTopMeTMT) beHnIl] MeTOKCK ] —4H-TiMpaH—4—0H;

MeTHyI—4— ( ( (6— ( (3, 4-OMIMMOPOMU3OXMHONMH-2 (1H) —11) MeTuit) —4—
okco—4H-nupaH—-3-UJI) OKCK) MeTWJI) OeH30aT;

2=[ (3, 4-murunpo—2 (1H) ~M30XMHOJIMHWII) MeTuJ1] —5—[ (4-
dropdenmit) MeTokcu] —4H-nupaH—-4-0H;

2-[(3,4-ourunpo-2 (1H) ~M30XMHOJIMHNI) MeTuJ1] —-5—-[ (3, 5—
IVIMEeTOKCUQeHW ) MeTOKCK ] —4H-nmpaH—4-0H;

2= (3, 4-mnrunpo-2 (1H) ~-M30XMHOJMHWI) MeTuJ1] —5—[ (3-
HUTPObeHnII) MeTOKCK | —4H-niupan-4-0H;

MeTuII—5— ( ( (6— ( (3, 4—Duruupon30xMHOIMHE-2 (1H) —1i1) MmeTy1) —4—
OoKco—4H-nmmpaH—3-UJI) OKCK) MeTWJI) pypaH—2-KapOOKCUIaT;

2-[(3,4-mnruopo—2 (1H) ~-M30XMHOJIMHWII) METUJT] —5— (2—
benmmnsrokcu) —4H-nmpaH—4-0H;

2= (3, 4-mnrunpo-2 (1H) ~-M30XMHOJMHWI) MeTuJ1] —5— [ (3-
MeTudeHMII) MeToKCK ] —4H-nMpad—4-0H; WIu

2=[(3,4-murunpo—2 (1H) ~M30XMHOJIMHWII) MeTuJ1] —5—[ (4-

HUTPpObeHMJI) MeTOKCK | —4H-iMpaH-4-0H.
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B cooTBeTCTBUY C OHUM BapHUaHTOM OCYIICCTBICHUS N300pETECHIE MPEeIaraeT Croco0 JICYCHUS WITH TIpe-
JIOTBPAIICHHS 3aBUCUMBIX OT CTEPOUIHOTO PELENTOPa, B YACTHOCTH aHAPOTEHHOTO perenitopa (AR), cocTosHmin
1 3a00JieBaHWH, BKIIIOYAIONIMKA BBEICHUE HYKIAIOMIEMYCS B OTOM CYOBEKTY TepaneBTHYECKH d(PPEKTHBHOTO
KonmdecTBa coequHeHus popmys (I)

Ros Ras
e N “NA
o S 0 &, Ra
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rae konblo B mpencraBisier coboit 4-10-uaeHHOE MOHOITMKIMYECKOE WIIM OMIMKIMIECKOE KOJBIIO, CO-
nepxkariee 0-4 rerepoaroma, He3aBHCHUMO BRIOpaHHBIX U3 N, O win S,
KOJIBIIO A TIpeJIcTaBIsIeT 000 IOO0YI0 U3 CIIEAYIOMUX TPYIIIL:

‘ O
ACONOS L CO R,
¥

h 2) (3) (4) ;

L orcyrctByer, npencrasisier coboit -CH,-, -CH,-CH,- wnu -CH,-CH,-CH,-, win B cirydae, Kor/ia KOJIbIIO
A mipencraBiseT coboit (1), L Takxke moxet 6b1Th -C(O)-CH,-;

R mpencrasnsieT coboit Bomopon, C,.samkui, C;.7alKOKCH, TAJIOTEH, ITHaHO, HUTPO, TanoreH-C _;aku, ra-
soren-C,_sankoxcy uin C,_,aJKUITHO;

R, mpencraBnser coboit Bogopos, C;.7alKui, TajJoreH, THIPOKCH, ranoreH-C  ;alKui, HUTPO, raaore’-Cy_;
AJIKOKCH WJTH THOJ,

w R; u R, BMecTe ¢ aTomMamu yriepona, K KOTOPBIM OHU MPHUCOCTUHEHBI, 00pa3yloT KOHACHCUPOBAHHOE
1,3-TMOKCOIBHOE KOJIBIIO;

R; mpexncrasisier coboii BOIOPOI, TAIOTeH, HUTPO, IIHAHO, OKcO, Csankui, C, ;amkeHm, C; 7IIUKIOAKILI,
ruapokcu-Cs sumknoankun, Ci;ankokeu, ruapokcu-Ciankui, rajored-C,,amkui, nuaHo-Ciqankun, Ci; an-
kokcn-C_sankmi, C,,adKuiaTHo, aMUHOKapOOHUI-C, samkeHn, ranored-C ,ankuiatuo, Ci,aIKOKCUKapOOHWII-
Csankun, C,ankokcukapOoHmI-C, sankeHm1, =NSO,R,y, -S(0O)-Camkmn, -S(O)(NR4)(Ryz), -S(NR;5)(Cy_;
ankmn), -C(S)NRgR9, -D-C(0)-NR¢R;, -C(O)Rg, -D-NRgR;y, -SO,R;;, HEoOs3aTenpHO 3amemeHHbid 3-10-
YJICHHBIN KapOOIMKIHII, Heo0A3aTeIbHO 3aMemeHHbId 3-10-wieHHbri kapOormukmmi-C,_;aiKku, Heo0sA3aTeIbHO
3aMemIeHHbI  4-10-4JIeHHBIH  TEeTepONMKIMI  WJIM  HeoOs3aTeNIbHO — 3aMeleHHBIH  4-10-1IeHHBIH
rerepouKiTii-C _;aIKiwT;

R4 mpencraBnser coboit Bogopo, ranoreH, runpokcu, Cy_,ankui, ranoreH-Ci_,allKuil WIH OKCO;

Rs mpencraBnser coboit Bogopo, ranoreH wiu C_;aKi,

Rg mpencrapnseT coboit Bogopon, Csankmi, C,sankeHui, C; 7IUKIOANKII, THIAPOKCU-C | 7aIKII, THaHO-
Cy_amkun, -C7ankmn-O-C(O)C_7anKui Wi Heo0sA3aTeIbHO 3aMeIIeHHBIN 4-10-4IeHHBIN reTepOIUuKITII;

Rg mpencraenser co6oit Bomopon, Csankmn, C, ,ankenmn, Cs siuknoankui, C;.,alkokcH, ramoren-Cy_;an-
ki, Cp,ankokcu-Cisamkmn, Cankwikapoormi, Csamkokcukapoonwn, -C,,ankun-O-C(0)-Ci,ankmn, -C;
ankmi-SO,(Cy_samkmn), -N=S(O)(C,_;ankmn)(C;_;aTKuiI) WM HEOOsM3aTeNbHO 3aMenleHHbIN 4-10-1uIeHHBIH TeTe-
POTIMKIINI;

Ry mpencraBnsieT coboit Bogopon, C,ankwmi, Cs simkinoankui, C_ankumkapoorut, -SO,(C_7alkui) wim -
SO,(Cs.7IUKII0ANKIIT);

Ry, mpencrasmser coboit C, amkun, C,;ankennn, Cs IUKIOANKII, TagoreH-C  ,amkui, nuano-C_;allkui,
Cy_samkokcu-C_samkmwi, -NR;R3, HeoOs3arenpHO 3amenicHHbIH 3-10-uwieHHBIH KapOOUMKIMI I HEo0s3a-
TeJIbHO 3aMeleHHbIN 4-10-4JIeHHBIN reTepOLNKINIL;

Ry, mpexncrasnser coboit Bomopon, Ciankmi, ruapokcu-C ,ankmi, uano-Cankmn, Cisamkokcu, Ci;
ankokcu-C_sankun wii Ci_;alKiikapOOHNIT,

R, Ryo, Ry3, Rig 1 Ry He3aBHCHMO TipeacTaBisitoT coboit Bomopo, Cy sankun uinn Cs 7 IIHKI0aTKIIT,

Ry, mpencraBnser coboit Bomopon, C_sankmwi, C_sanmkmikapOooHmt wii -SO,R,1;

R5s mpeactasnser coboit Bogopon, C_sankwmi, C;_muknoankut, C,ankuwikapoormi, -SO,R7;

R; mpeacrasisier coboit C|.7amKui Wi He00sA3aTeIbHO 3aMelIeHHBIH 3-10-uIeHHBIH KapOOIINKITIIT,

Ry 1 R, HE3aBuCHMO TipencTaBisiioT coboid C_samkui, Cs 7IIMKIIOANTKWIT WK HE0O0sI3aTEIbHO 3aMeTeHHBIH
3-10-wIeHHBIH KapOOIIMKIIHIT,

Ry, mpeactasisier coboit Csamkmin wiu C;_;ITUKI0aTKIIT,

Ry; mpencTaBnsier co00ii BOIOPO,T HITH OKCO;

Ry, mpencraBnsier coboit Bomopo win Cy_,alIKuT,

D orcyrcTByeT, npeacrasusget cobot Cy_samkmt win C, ;a KeHHII,

IIPH 3TOM HEO0O0s3aTeIFHOE 3aMEIICHUE B KaXKIOM cliydae BBIOpaHO u3 1-3 3aMecTuTelNei, HE3aBUCUMO BbI-
Opannbix m3 Ci;anmkwia, rajmoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankmna, Ci;alKOKCHKapOOHMIIA
WK OKCO; U
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IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM cliydae uMeeT 1-4 retepoaTroMa, HE3aBUCHMO BBIOPAHHBIX
mN,Ous;

WK ero papMaleBTHUECKH MPUEMIIEMOI COJIH.

B cooTBeTCTBUH C OJJHUM BapUAHTOM OCYIIECTBICHHUS M300peTeHHe TIpeiaraeT (hapMaleBTHIECKYI0 KOM-
TTO3UITHIO, COJlepIKaIIyto coenuHenue Gopmyisl (I) kak ompenesaeHo B JIFOOOM M3 yKa3aHHBIX BBINIE BapHAHTOB
OCYIIECTBIICHHS, BMECTE C (hapMaleBTUICCKHU MPUEMIIEMbIM HOCHTEIIEM.

B cOOTBETCTBUM C OJHUM BapHaHTOM OCYLICCTBIICHUSI H300pETEHHE TpeIaraeT Coco0 JICUeHUs UK TIpe-
JIOTBpAILICHUS] 3aBUCUMBIX OT CTEPOUIHOTO PELENTOPa, B YaCTHOCTH aHApOreHHoro penentopa (AR) cocrosiauit
u 3a0oneBanmid. Takue cCOCTOSHUS U 3a00JICBaHMS BKIIOYAIOT, 0€3 OTpaHUYCHUS, YHIOKPUHHEIC PAKOBEIC 3200-
JICBaHUS W TakKWe 3a00JIeBaHUs, KaK pakK MPEICTAaTeILHOMN Kelle3bl U PaK MOJIOYHOH kene3bl. Croco0d BKITIOYAeT
BBCJICHUC HY)KJAIOIIEMYCs B 3TOM CYOBEKTY TepaneBTHYCCKH 3(P(EKTUBHOTO KOJIMYCSCTBA COCAMHEHUS (HopMy-
el (1), Kak ompeeneHo B TF0OOM M3 MPUBEACHHBIX BHIIIC BAPUAHTOB OCYIICCTBICHHUS.

IHonpoOHoe onncanne u3odpeTeHUs!

Hacrosmas 3asiBka mpejuiaraet HoBble pou3BoaHble 4H-mupan-4-ona dhopmynsl (I) wn ux gapmarneBTu-
YeCKH TIPHEMJIEMBIE COJIH, KOTOPBIE MOTYT OBITH UCTIONIB30BaHbI B KauecTBe MHrHOuTOpoB CYPI1AL.

OnuH U3 BApUaHTOB OCYIIECTBICHHSI HACTOSIIET0 N300pETEHUSI OTHOCHUTCS K coerHeHUIO Gopmyrsl (1)

Raa Rys
o,
4 L
O R
oSy A 2
R
s (1

rae konblo B mpencraBnseT coboii 4-10-uwieHHOE MOHOIMKIMYCCKOS MM OWIIMKINYECKOE KOJBIO, CO-
nepxamiee 0-4 rerepoaToMa, He3aBUCUMO BBIOpaHHBIX U3 N, O wmn S,

KOJIBIIO A TIpeaICTaBiIsIeT 000 OO0YI0 U3 CIIEAYIOMUX TPYIIIL:
0
|

SEONOOR GRS
m T o @) /,.

Q)]

L orcyrcTByet, npencrapinseT coooit -CH,-, -CH,-CH,- nnmu -CH,-CH,-CH,-, niu B ciayvae, Koraa KOoJbIo
A mipencraBisieT coboit (1), L Takxke moxet 6b1Th -C(O)-CH,-;

R mpencrasnsieT coboit Bomopon, C,.samkui, C;.7alKOKCH, TAJIOTEH, ITHaHo, HUTPO, TanoreH-C _;alkwi, Ta-
soren-C,_sankoxcy nin C,_7alKUITHO;

R, mpexacrapnsieT coboit Bogopon, C_;aKWI, TAIOTeH, THAPOKCH, TanoreH-C _;allk, HUTPoO, ranoreH-C,_;
AJKOKCH HWJTH THOJ,

w R; u R, BMecTe ¢ aToMamu yriepona, K KOTOPBIM OHU MPHUCOCTUHEHBI, 00pa3yloT KOHACHCHPOBAHHOE
1,3-TMOKCOIBHOE KOJIBIIO;

R; mpexncrasisier coboi BOIOPOI, TAIOT€H, HUTPO, IIHAHO, 0Kco, C7ankui, C, ;amkeHm, C; 7IIUKIOAKILI,
ruapokcu-Cs suuknoankui, Cj;ankokcu, ruapokcu-Cisankui, ranoreH-C,ankwi, unano-C,amkun, Ci;an-
Kokcu-C_sankun, Ci;alKuinTHO, aMUHOKapOOHmMI-C, sankeHmt, ranoreH-C ,amkuituo, Ci,allKOKCUKapOOHUII-
Csamkun, CisankokcukapooHmn-C, sankeHmwt, =NSO,Ryg, -S(0)-Cirankmn, -S(O)(NR4)(Ry,), -S(NR;5)(Cy.;
ankmn), -C(S)NRgR9, -D-C(0)-NR¢R;, -C(O)Rg, -D-NRgR;y, -SO,R;;, HEoOs3aTenpHO 3amemeHHbid 3-10-
YJICHHBIN KapOOIMKIIHII, He00A3aTeIbHO 3aMeneHHbId 3-10-wieHHbri kapOormukmmi-C,_;aku, Heo0s3aTeIbHO
3aMemIeHHbId  4-10-4JIeHHBIH  TETepONMKIMI  WJIM  HeoOs3aTeNIbHO — 3aMeleHHbIH  4-10-4IeHHBIH
reTeporKITiI-C _,aJIKIT;

R4 mpencrasisier coboit Bomopo, raoreH, ruapokc, C_ankui, rajaoreH-C _;alKuil WId OKCO;

Rs mpencrasmisier coboit Bomopo, ramoreH wim C_;aIKur,

R¢ mpencrapnser coboit Bogopon, Cisamkmi, C,sankeHni, C; IUKIOANKII, THAPOKCU-C | 7aJIKII, THaAHO-
Cankun, -Cy_sankmn-O-

C(0)C7ankmn wix Heo0A3aTEIFHO 3aMEIICHHBIN 4-10-4WICHHBIH TeTePOIMKIIIIT,

Rg mpencraenser co6oit Bomopon, C_sanmkmn, C, ,ankenun, Cs siuknoankui, C;.;alkokcH, rajnoren-Cy_;an-
ki, Cjsankokcu-Ci,ankun, Ci,ankmikapoonmn, Cisamkokcukapoonwi, -Ci;ankmi-O-C(0)-Cyankun, -Ci;
ankmin-SO,(Cysankmn), -N=S(O)(C_sankmn)(C;_,alKu1) WK HEOO3aTEIBHO 3aMEIICHHBINA 4-10-uwIeHHBIN reTe-
POTIMKIINI;

Ry mpencrasiser coboii Bogopon, Cisamkui, Cssuukmoankwi, C ankumikapOooHu, -SO,(C_;ankui) win
-SO,(Cs 7UKIIOANKIT);

Ry, mpencrasmser coboit C,,amkun, C,;ankennn, Cs IUKIOANKuI, TagoreH-C  ,amkui, nuano-C_;allkui,
Csankokcu-C_samkmn, -NR;R(;, Heobs3aTensHO 3amernieHHbIN 3-10-uneHHBIA KapOOIMKIWI W HeoOs3a-
TeJIbHO 3aMeleHHbIN 4-10-4JIeHHBINH reTepOLNKINI;

Ry, mpexacraBnser coboit Bomopon, C;ankmi, ruapokcu-C ,ankmi, uano-C,ankmn, Cisamkokcu, Ci;
ankokcu-C_sankun wii Ci_7alKiikapOOHNIT,

R, Ryo, Ry3, Rig 1 Ry He3aBHCHMO TipeacTaBisitoT coboit Bomopo, Cysankun win Cs_ 7IIHKI0aTKIIT,

-5-
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Ry, mpencraBnser coboit Bomopoa, C_sankmwi, C_ankmikapOooHmt wiid -SO,R,1;

R,s mpencraBnser coboit Bomopon, C_samkmn, C_samknoankmi, C,ankunkapoonmi, -SO,R 75

R; mpeactasisier coboit C|.7amkui Wi He00A3aTeIbHO 3aMeIeHHBIH 3-10-uIeHHBIH KapOOIINKITIIT,

Ry 1 Ry HE3aBuCcHMO TipencTaBisiioT coboid Csamkui, Cs 7IIMKIIOATKWIT WIH HE0O0sI3aTEIbHO 3aMeTeHHBIH
3-10-wIeHHBIH KapOOIIMKIIHIT,

Ry, mpeactasisier coboit Csamkmin witu C;_;ITUKIT0aTKIIT,

R,; mpeacTasisieT co00it BOJOPO HITH OKCO;

R,4 mpeacTaBnsier cob6oit Bogopona wim C_7aKu,

D orcyrcTByeT, mpeactasusget cobot C;_samkut win C,.;a KeHHII,

IIPH 3TOM HEO0O0s3aTeIFHOE 3aMEIICHUE B KaXKIOM cliydae BHIOpaHO u3 1-3 3aMecTuTeleii, He3aBUCUMO BbI-
Opannbix m3 Ci;anmkwia, rajmoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankmna, Ci;alKOKCHKapOOHHUIIA
WM OKCO; U

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-4 reTrepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
u3 N, O u S; win K ero papMaIeBTUICCKH MPUEMIIEMO COJH; MPH YCIOBUH, YTO COCTUHCHUE HE TPEACTABIISCT
coboii

2=[(3,4-ourunpo—2 (1H) ~-M30XMHOJIMHWUII ) MeTUJI] =5 [ (2, 5—

ouMeTnIIQeHW ) MeTokcK ] —4H-niMpaH—4—-0H;

5-[(2, 4—guxjopdenusi) MeTorcu] —2—[ (3, 4—ourunpo—2 (1H) —
M30XVHOJIMHWII) MeTuJ1] —4H-nupaH—-4-0H;

5-[ (3—xmopdbenns) MeTokcK ] —2—[ (3, d—ouruopo—2 (1H) -
WUBOXUHOJMHWI) MeTnJ1] —4H-nMpaH—4—-0H;

2=[(3,4-ournunpo—2 (1H) ~-M30XUHOJIMHUIT ) MeTUJT] —5—[ (4~
MeTunbeHnI1) MeTOKCHK | —4H-paH—-4—-0H;

5-[ (3, 4-mguxjopdenni) MeToxkcu] —-2-[ (3, d—aurunpo—2 (1H) -
M30XUHOJIMHWI) MeTuJ1 ] —4H-nnpaH—-4—-0H;

2=[(3,4-ournnpo—2 (1H) ~-M30XUHOJIMHWUII) MeTUJI] —5— [ (3-
dbropdennst) MeTokcu] —4H-nupaH—-4-0H;

2=[(3,4-ournnpo—2 (1H) ~-M30XMHOJIMHWII ) MeTWUJI] —5— (1—
Had@TanmnMHuIMe TokCcK) —4H-nimpaH—4—-0H;

2=[(3,4-ourunpo—2 (1H) ~-M30XMHOJIMHWII ) MeTUJI] —5— [ [ 3—
(rpupTopMeTHI) beHMI | MeTOKCK ] —4H-niMpaH—4—-0H;

5-[ (2—xmopdbenns) MeTokcK ] —2—[ (3, d—ouruopo—2 (1H) -
V30XVUHOJMHWII) MeTuJ1] —4H-nupaH—-4-0H;

5-[ (2-xJjop—-6-bTOopbeHmnsr) MeToxkcu] —-2—[ (3, d—nurunpo-2 (1H) -
M30XUHOJIMHWIT) MeTuJ1 ] —4H-nnpaH—-4—-0H;

5-[ (d-xJjopbenus) MeTokcu] —2—[ (3, d-aourunpo-2 (1H) -
M30XVHOJIMHWII) MeTuJ1] —4H-ninpaH—-4—-0H;

5-[ (4-Bpombenmyi) MeTokCK ] —2— [ (3, d—ourunpo-2 (1H) -
V30XVHOJIMHWII) MeTuJ1 ] —4H-inmpaH—4—-0H;

2=[(3,4-ournunpo—2 (1H) ~-M30XMHOJIMHWII) MeTWUJI] —5—[ (2—
dropbennst) MeTokcH ] —4H-nnpau—4—-0H;

2=[(3,4-ourunpo—2 (1H) ~-M30XUHOJIUHMIT) MeTMJI1] —5—[ (2-
MeTUIbeHn ) MeToKCK | —4H-ninpaui—4—0H;

2=[(3,4-ournunpo—2 (1H) ~-M30XUHOJIMHWII ) METUJI] —5— (beHUJIMEe TOKCHK ) —
AH-ninpaH-4-0H;

2=[(3,4-ournnpo—2 (1H) ~-M30XMHOJIMHWUII) MeTWUJI] —5— [ [4~-

(rpupTopMeTHI) beHMII | MeTOKCK ] —4H-niMpaH—4-0H;
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MeTr—4- ( ( (6—( (3, 4-ODUTUOPOU30XUHOIMHE-2 (1H) —1J1) MeTuJI) —4—
okco—4H-nupaH—-3-uJl) OKCK) MeTIJI) BeH30aT;

2-[(3,4—ourunpo—2 (1H) ~M30XMHOJIMHMI) MeTuJ1] —5-[ (4—
bropdenus) MeTokcu] —4H-nmupaH—4—-0H;

2=-[ (3, 4—ournapo-2 (1H) ~M30XMHOJIMHWII) MeTrj1] —=5-[ (3, 5—
ouMeToKcubenw ) MeTokcu ] —4H-niupaH—4—-0H;

2-[(3,4-ourunpo-2 (1H) ~-M30XUHOJIMHMI) MeTnJI] —=5-[ (3—
HUTpodeHMI) MeToKkCK | —4H-inpaH—-4-0H;

MeTUII-5— ( ( (6— ( (3, 4—OUTUIPOUBOXVHONIMHE-2 (1H) —1j1) MeTny) —4—
okco—4H-mimpaH—-3-UJI) OKCK) MeTuJI) bypaH—2-kapOoKCcuiIaT;

2=-[(3, 4—ournopo-2 (1H) ~M30XUHOJIMHNUI) MeTUJI ] —5— (2~
benmsTokCcH) —4H-ntupaH—4—-0H;

2-[(3,4—ourunpo—2 (1H) ~MB0XMHOJIMHMI) MeTnJ1] —5-[ (3—
MeTuIbeHn ) MeTokCcK ] —4H-niupaH—4—-0H; WU

2-[(3,4-ourunpo-2 (1H) ~-M30XMHOJIMHMI) MeTnuJ1] —5-[ (4—
HUTpOYeHMII) MeTOKCK | —4H-TiMpaH—4—0H.

Crieyet IOHUMATh, 9TO JieBas CBA3b B INHKepe L npucoenunena k koawity B popmynsr (I).
B cooTBeTCTBHU C OHUM BapUaHTOM OCYIICCTBICHUS COCIMHEHUE IO HACTOSIIEMY H300PETCHHIO MPE-

craBieHo popmyioi (IA):
ﬁi‘ Ras Ry
O

rae Ry, Ry, R3, Ry, Rs, Rys, Ryy, L 1 B siBsIFOTCS TaKMMM, KaK ONPENICIICHO B JTFOOOM U3 BBIIICTIPUBEICHHBIX
BapHuaHTOB ocyiecTBieHus Gopmyisl (1), wim ero GapmaneBTHUICCKH TPUESMIIEMOH COJIBIO.
B cooTBeTCTBHU ¢ OHUM BapUaHTOM OCYIICCTBICHUS COCIMHEHUE IO HACTOSIIEMY H300PETCHHIO MPE-

craBieHo dpopmyioi (IB):
Ry R

rae Ry, Ry, R3, Ry, Rs, Rys, L u1 B sBistroTcs Takumu, kak onpeﬂeneHo B JIIOOOM W3 BBIIICIIPUBEICHHBIX Ba-
puanToB ocymiectBieHus Gpopmyisl (1), nmu ero gpapmarieBTHUECKH IPUEMIIEMON COJIBIO.

B cooTBeTcTBMM C OIHMM U3 BapHaHTOB OCYIIECTBJICHUS CHENUAILHO MPESYCMOTPEHO coeanHeHue (op-
mynsl (I), rne L npencrasiser coboit -CH,- mmu -CH,-CH,-, Hanpumep, L npencrasisier co6oit -CH,-, mim B
KadecTBe apyroro npuMepa L npencrasiser coboit -CH,-CH,-.

B cootBeTcTBMM C OIHMM W3 BapHaHTOB OCYIIECTBJICHUS CHENUAILHO MPESYCMOTPEHO coeanHeHue (op-
mysl (1), B koTopoM Koibio B npencrapnseT coboii 100y OJHY U3 CIEAYIONINX TPYII:

OO T T

@, @ sy
HN HN
OO OUOmoD o
{6") (7, ® ,  w goy, Al a2y
HU o HNT e
HN
a3, a4y (16)

rae R;, Ry u Rs, kak omnpezeseHo B II0O0M U3 MPUBEICHHBIX BbIIIE BAPUAHTOB OCYIIECTBICHHS (pOpMYITBI
(I), mpucoeTMHEHBI K YKa3aHHBIM BhIIIe B-Kombiiam.

B mojkiacce yka3aHHOTO BBIIIE BAPUAHTA OCYIIECTBICHHS HAXOATCS COCMHEHHS, B KOTOPBIX KOJIBIO B
TPEJICTaBISIET COOOH JIF00YI0 OTHY U3 CICAYIOIIUX TPYIIIL:

-7 -
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O U
s seRee
s o] . 5
1, ,

(2a) @), (32') (3b)

N==N HN/H HN ‘ Hwﬁ s

/ ‘
HN\)\Q L\/ s ¢ O k/”f Ky Hm&g
@) (Say , (6a) , (), ), (9a) (10a)
00T, 0, T

\Q 5 s HN

(@), (2) , 03)  (4) , (158) g (162)

u rae R;, Ry u Rs, kak onpeneneHo B 1r000M U3 NMPHUBEICHHBIX BEIIIC BAPHAHTOB OCYIICCTBICHUS (OpMY-
nel (1), mpucoenMHEHBI K YKa3aHHBIM BBINIC B-KoNbIlaM, U I/ie BOJHHUCTAS JTUHHUS 0003HAYACT yIaCTOK MPHCOEC-
nuHeHud K L.

B cooTBeTCTBUM C ellle OAHMM BapHaHTOM OCYIIECTBICHHS CHEIHAIBLHO MPETyCMOTPEHBI COSTUHEHHS, B
KOTOPBIX KOJIbII0 B mpencrasmsier coboit xombito (1Y), (5'), (7Y, (9), (13") win (14"), kak onpenencHo BhIIIe.

B moaxiiacce ykazaHHOTO BBIIIE BapHaHTa OCYIIECTBICHHUS HAXOISITCS COSAWHEHUS, B KOTOPHIX KOJIbIO B
npencrasisieT coodoii (1'), (52a'), (7'), (92"), (13a') wim (14a'), kak onpeneseHo BhIIIE.

B cooTBeTcTBHM C OJJHHM BapUAHTOM OCYIIECTBIICHHS CICIHUANBEHO TMPEAYCMOTPEHBI COCIUHCHHUS, B KOTO-
peix R; mpeacrapisier coboit Bomopon, Cysankuin, C, samkeHwm, ruapokcu-Ci_samkmt, nuano, C; ,aakuntuo, Ci;
ankokcukapOoHmi-C, sankenmwn, -D-C(O)-NR4R;, -C(O)Rg, -SO,R;;, -D-NRgR;g, -S(O)(NR4)(R;,), -S(NR5)
(Ci7anxmn), -C(S)NRgR 9, HeOOs13aTepHO 3aMenIeHHBIH 3-10-wICHHBIH KapOOIUKINI, HEOOS3aTeIbHO 3aMe-
HmIeHHBIA 4-10-4JCHHBIA TEeTCPONUMKIIII WIH HEe0Os3aTeNbHO 3aMelleHHbIN 4-10-uwieHHbd reteporukmmia-Ci_;
AJKWJI; TIPYU 3TOM HEOOs3aTebHOC 3aMCICHUE B KAXKIOM Clydae BEIOpaHO u3 1-3 3amecTuTencii, He3aBUCHUMO
BbIOpaHHBIX M3 C|.;amkuia, rajoreHa, ruapokcu, C,,amkokcu, C,ankoken-Ci_sankwia, C_;,alKoKCHKapOOHHIIa
WM OKCO, W TIPU 3TOM TeTEPOIUKIMIbHAS TPYIIa B KOKIOM CiIydae uMeeT 1-3 rerepoaroma, HE3aBHCHMO BBI-
Opannbix 3 N, O u S.

B cooTBeTCTBUU ¢ OTHUM BapHUaHTOM OCYIIECTBICHUS CIIEHAIBHO MPEIYCMOTPEHBI COSTUHEHUS, B KOTO-
peix Ry 1 Rs5 mpencTaBisiroT co6oii BOIOPOI.

B cooTBETCTBHM ¢ OAHWM BapHaHTOM OCYIIECTBICHHS COSAMHEHHE IO HACTOSIIEMY M300pETEHHUIO Mpe-

crasieHo popmyioi (IC):
Ras R
o
S
R{@/\O > Ry
(IC)

rae Ry, Ry, R3, Ry, Rs 1 Ry, ABNSAIOTCS TakuMU, Kak ONPEICNICHO B IIOOOM U3 BEIIICIPUBEICHHBIX BapUaH-
TOB ocyIiecTBiIeHus: popmys (1), i ero papMaIeBTUIECKH MPUEMIIEMON CONBIO.
B cooTBeTCTBHU C OJHUM BapUaHTOM OCYIICCTBICHUS COCIMHEHUE IO HACTOSIIEMY H300PETCHHIO MPE-

craBieHo popmyioii (ID):
Ras R,
Rs Ry
(\j/\o S0 S
R (1D)

rae Ry, Ry, Rs, Ry, Rs 1 Ryy ABNISAIOTCSA TaKMMU, Kak ONpeAesieHO B TI0OOM W3 BEHINICTIPUBEICHHBIX BapHaH-
TOB ocymiecTBieHus popmyisl (1), nimm ero hapmMareBTHUESCKH MPUEMIIEMOH COJBIO.
B CcoOTBETCTBHM ¢ OAHWM BapHaHTOM OCYIIECTBICHHS COSAMHEHHE IO HACTOSIIEMY M300pETEHHUIO Mpe-

craieHo popmyioi (IE):
Ras R,
o}
Ry
S C =
Rs z
(IE)

rae Ry, Ry, R3, Ry, Rs 1 Ry, ABNSAIOTCS TakuMU, Kak ONPEICIICHO B IIOOOM U3 BEIIICIPUBEICHHBIX BapUaH-
TOB ocyIiecTBiIeHus: popmys (I), i ero papMaIeBTUIECKH MPUEMIIEMON CONBIO.

B cooTBeTcTBHM C OJJHMM BapHaHTOM OCYIICCTBICHHUS CIICIIUATILHO MPEIyCMOTPCHBI COCIMHEHUS, KaK OI-
peneneHo B TI0O0OM U3 BHINICTIPUBEICHHBIX BAPUAHTOB OCYIIECTBICHHUS, T1IC

R mpencrasnsieT coboit Bomopon, C,.samkui, C;_7alKOKCH, TAJIOTEH, ITUaHO, HUTPO, TamoreH-C _;alkui, Ta-
sored-C,_sankoxcy uin C,_7alKUITHO;
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R, mpencrarser coboit BOTOPOA WK TAIOTEH;

Rj3 mpexacrasisier coboit Bomopon, Cy_sankui, C, ;amkeHmI, THAPOKcH-C _7alIKWII, ITHaHo, THO, C_7aJIKOKCH-
Kap6OHI/IH-C2_7aHKCHI/IH, -D-C(O)-NR6R7, -C(O)Rg, -SOlel, 'D'NRE)R](), -S(O)(NR14)(R22), -S(NR15)(C1_73HKHH),
-C(S)NR 3R 9, 3-6-usieHHBII KapOOIUKIINII, KOTOPBIH HEO0s3aTeIHbHO 3aMeleH 1-2 THIPOKCHILHBIMEA 3aMECTH-
TeJSIMU, 4-6-4JICHHBIN TeTEPOIMKIIII, KOTOPBIH He0Os3aTeIbHO 3aMeleH 1-2 3aMEeCTUTENsIMU, BRIOPaHHBIMH 13
rajyioreta, runpokcuia, C_;aTKOKCHKapOOHMIIA WITH OKCO, WITH 4-6-1IIeHHBIA reTeporukiimi-C,_,alkum, HeoOs13a-
TEJIbHO 3aMEIIEHHBIA 1-2 0KCO3aMECTUTEIISIMU;

R4 mpencrasmisier coboit Bomopon, C.;alKuI, THIAPOKCH WM TAIOTEH;

Rs mpencrasiser co00it BOTOPO WK TAIOTEH;

Rg mpencrasnser coboit Cy_,ankun, Cs ,IUKI0aTKWI, TUAPOoKkcH-Cy_ankmi, -Csankmn-O-C(O)C_;ankmw,

R, mpencrasnser coboit Bogopox wim C;_;alaKu;

Rg mpencraenser co6oit Bomopon, Csanmkmn, C, ,ankenmn, Cs siuknoankui, C;.;alkokcH, rajmoren-Cy_;an-
ki, Cjsankokeu-Ci,ankun, Ci,ankmikapoonmn, Ci;amkokcukapoonw, -Ci;ankmi-O-C(0)-Cyankun, -Ci;
ankmin-SO,(Cysankmn), -N=S(0O)(C,_sankun)(C,,ankmi) wiu 4-6-4JICHHBIH TeTCPOLUKIIII, KOTOPHIA Heo0s3a-
TEJILHO 3aMeIeH 1-2 raJoreHOBBIMU 3aMECTHTEIISIMU;

Ry mpencrarmsier coboit C,_sankmnkapoonu, -SO,(C_samkun) uimu -SO,(C;_7IUKI0aTKHIT);

R mpeactasiser coboit Bogopon, C_sankwmt wim Cs_7ITAKITOATKHI;

Ry, mpencrasnser coboit C,samkun, Cs uukiioankw, ranoreH-C samkui, nuano-Ci ,amkun, C,.;alKoKCH-
Csankwmn, -NR,R 3, 3-6-41eHHBIH KapOOIMKIIHII, KOTOPBIH HE00sA3aTeabHO 3aMeleH 1-2 3aMEeCTHTESIMH, BbI-
OpaHHBIMY 13 TanioreHa unu C_;alkuia, Wi 4-6-1ICHHBIN TeTePOIUKIII, KOTOPBI He00sA3aTeIbHO 3aMeeH 1-
2 3aMECTUTEISIMH, BRIOpaHHBIMU K3 rasoreHa win Ci_;allKuia;

Ry, mpencraBusier coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,allKuil Win
C/_;amKuIIKapOOHILT;

Ry; mpencraBnsier coboit Bomopo win Cy_,alIKuT,

Ry, mpencraBnsier coboit Bomopon, C_sankmwi, C_sanmkmikapOooHmt wii -SO,R,1;

Rs mpeacrasisier coboit Bogopon, C;_samkun, -SO,R7;

Ry; mpenctasnser coboit C_sankun wim 3-6-aIeHHBIH KapOOIMKIINII, KOTOPBI HE00sI3aTeNbHO 3aMeleH 1-
2 C|;aNKHIBHBIMU 3aMECTUTEIISMHU;

R 1 Ry HE3aBHCHMO TIpeacTaBisatoT coboit Bogopon mim C.7amKu,

R, mpencrasiser coboit 3-6-wIeHHBIH KapOOIMKINI, He0Os3aTeIbHO 3aMelIeH bl 1-2 C|_;alKuIbHBIMU
3aMECTUTEIISIMU,

Ry, mpencraBnser coboit C;sankmt uiu C;_7IIUKIOATKILT;

Ry, mpencraBnsier coboit Boopo win Cy_,alIKuT,

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-3 reTrepoaTroMa, HE3aBUCHMO BBIOPAaHHBIX
mN,OuS;

WK uX (hapMaleBTHICCKH TPUEMIIEMasi COJb.

B onHOM mogKITacce HAXOASTCS COSAMHEHMS, peacTaBieHHbIe hopmynoit (IC), rae

R, mpencrasnser coboii Bomopoa, Ci ;aIKOKCH, TaJloreH, HUTPo, ranoreH-C,_,ankwmi, ranoreH-C ;aJKoKCH
nin C,_,aJKUITHO;

R, mpencrasisier cob60it BOIOPO MITH TAJIOTEH;

R; mpencraBnser coboii C,;ankeHwi, ruapokcu-Ci sankwi, nuano, Ci,arkokcukapOoHMI-C, ;aKeHHIT,
-D-C(O)-NR6R7, -C(O)Rg, -SOlel, 'D‘NRQR]O, -S(O)(NR14)(R22), -S(NR15)(C1_73..HKI/UI), 3-6-4JICHHBIN Kap60—
UK, KOTOPBIH HEOoOs3aTelIbHO 3aMemeH 1-2 THAPOKCU3aMECTUTEISAMH, WIH 4-0-4ICHHBIA TeTepOIMKIIIIL,
KOTOPEII HE00sA3aTEIFHO 3aMeIleH 1-2 3aMECTUTEINSIME, BEIOPAHHBIMU 3 TaJIOTCHA I TUIPOKCH;

R4 mpencrarser co6oit BOTOPOMA, TUAPOKCH WIIH TaTIOTCH;

Rs mpencrarser co00it BOTOPOA WK TAIOTEH;

Rg mpencrasnser coboit C_,ankmn, runpokcu-Csankwmn wiu -Ci_,ankmi-O-C(O)Cy_samkun;

R, mpencrasnser coboit Bogopox wim C;_;alaKu;

Rg mpencrasnsier coboit C,amkmn, ranoreH-C_samkui, -N=S(O)(C_,anxwn)(C,_,ankwr) uiau 4-6-4aeHHbIH
TETEPOIMKIIHII, KOTOPBIH HE00A3aTeNbHO 3aMenieH 1-2 TraJoreHOBBIMU 3aMECTUTEIISIMH;

Ry pencrasmsier coboit C,_;ankmnkapoonni i -SO,(Cy_,ankwmn);

R mpeacTasnser coboit Bogopona wim C_;aIKu,

R;; mpencraBmser coboit Cjamkun, Csyuukmoankwi, rajoreH-Ci,amkun, Cj,anmkokcu-Ci_,aliKuI,
-NR ;R 3 win 4-6-4eHHBIN T€TEPOLUKITNIT,

Ry, mpencraBusier coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,allkuil Win
C/_;amKnIIKapOOHILT;

Ry; mpencraBnsier coboit Bomopo win Cy_,alIKuT,

Ry, mpencraBnser coboit Bomopon, C_sankmwi win C_,alKuiIKapOOHIT;

R;s mpencraBnser coboit Bomopo win -SO,R 75

R; mpexacraBisier co6oit 3-6-wieHHBIN KapOOIMKIINII, KOTOPBIA HeoO0s3aTenbHOo 3aMerieH 1-2 C ;aiKiib-
HBIMH 3aMECTHTCIISIMHU;

Ry, mpeactasisier coboit Csamkmin wiu C;_;ITUKIT0aTKHIIT,
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Ry, mpencraBnsier coboit Bomopo win Cy_,alIKuT,

D orcyrcTByeT, mpeacrasusget cobot Cy_;amkmt win C, ;aKeHIIT,

TIPH 3TOM TETEPOIMKIMIIbHAS TPYIINA B KaXXI0M cliydae uMeeT 1-3 rerepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS;

WM UX PapManeBTUIECKH MpueMyIeMasi CoJlb.

B moakmacce yka3zaHHOTO BBIIIE BApUAHTA OCYIIECTBICHUS HAXOMATCS COCIUHEHUS, B KOTOPBIX

R, mpencraBnsieT coboit Bogopona, C,.7aTIKOKCH, TaJOreH, HUTPO, raoreH-C_;ankun win rajmoreH-C_;ai-
KOKCH

R, u Ry mpencTaBnsioT coboit BOTopox;

R; mpencraBnsier coboit C,.,ankeHwt, ruapokcu-Ci,ankmi, nuaHo, Ci,alkoKCcUKapOOHWI-C, ;allKeHI,
-D-C(0)-NRg¢R;, -C(O)Rg, -SO,R;;, -D-NRgR g, -S(O)(NR4)(R33), -S(NR5)(C;_7amkuin), OKCa30Iui, MUKIO0Y-
THJI, He0OS3aTEIEHO 3aMEIICHHBIN THAPOKCU3aMECTUTEIIEM, WIIA OKCETaHMI, HEOOsI3aTeIbHO 3aMCIICHHBIA TH/-
POKCH3aMECTUTEIIEM;

R4 1 Rs mpescTaBisroT co60i BOJOPO/] HITH TaJIOTCH;

R¢ ipencrasisier coboit C;_sankwn wim runpokcu-C_7aaKu,

R7, Ry3, Ry4 1 Ryy mpeactaBnsrot codoit Bomopoa nmu Ci_7allKu;

Rg mpencrasiser coboti C;_;allKul, MAPPOTMINHIII, OKCETaHWI, WIIM a3eTUAWHUI, HE00s3aTeIbHO 3aMe-
meHHbIH 1-2 ranoreHoBeiME 3amecTuTe s Mu, -N=S(O)(C,_;ankwmn)(C,_;amkun);

Ry mpencrasmsier cob6oit -SO,(C,_;ankmn);

R;; mpencraBnser coboit Cjamkun, Csyuukmoankwi, rajoreH-Ci,amkmn, Cp,ankokcu-Ci_,aliKuI,
-NR ;R 3, THppOTUANHWUI, TATICPUIMHIII, A3CTHIUHII I MOP(}HOIMHII;

Ry, mpencraBuser coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,alKuil Win
C/_;amKuIIKapOOHILT;

R;s mpencraBmsier coboit Bomopo win -SO,R7;

R,; mpencraBnsier coboii (eHm, HeoOsA3aTeNBPHO 3aMeIeHHbIH C|_7alKITbHBIM 3aMECTUTEIICM;

Ry, mpeactasisier coboit Csamkmin wimu C;_;ITUKIT0aTKIIT,

D otcyrcTByer, npeactasiser coboit C; samkun win C,_;alIKeHIIT;

WM UX apManeBTUIECKH pUeMyIeMasi CoJlb.

B eme ogHOM MoIKIIacce YKa3aHHOTO BBINIE BapHaHTa OCYIIECTBICHUS HAXOIATCSI COSIMHEHUS, B KOTOPBIX

R mpencrasmsier coboit Bomopon, C.;aIKOKCH, TaJIoTeH, TanoreH-C _;,anku win ranoreH-C _,allkoKCH;

R, u Ry mpencTaBisioT co0oii BOAOPOT;

R; mpencraBnsier cobort rumpokcu-Cankmi, nuaHo, CisamkokcukapOoHmi-C,ankerun, -D-C(O)-
NR4R5, -C(O)Rg, -SO,R 1, -D-NRgRg, -S(O)(NR14)(Ry,), -S(NR5)(C,.7anKmt), 0KCa30IWI, IMUKIOOYTHI, HE00s-
3aTebHO 3aMEUICHHBIA THIPOKCH3aMECTUTEIICM, MIIH OKCETaHWI, HEOOsI3aTeIbHO 3aMCIICHHBIN THIPOKCH3aMe-
CTUTEIIEM;

R4 u Rs mpescTaBisror co60i BOJOPO] HITH TaJIOTCH;

Rg mpencrasnsier coboit Cy_,ankm;

R7, Ry3, Ry4 1 Ry mpeacraBnsroT coboit Bomopoa nmu Ci_7alTKuI;

Rg pencrarisier coboit muppomuanaui, azeTuauHmI uik -N=S(O)(C,_;amkun)(C.;amkun);

Ry mpencranmsier cob6oit -SO,(C,_,ankmn);

Ry, mpeacrasnser coboit Csamkmi, ranoreH-C,_,ankmr, -NR ;R |3 wim muppovuanHm;

Ry, mpencraBnsietr coboit C,ankwn, Tuapokcu-C ,ankui, nuaHo-C,amkmn, Ci,ankokcu-Ci,alkul win
C/_;amKnIIKapOOHILT;

R,s mpencraBnser coboit -SO,R7;

R,; mpencraBnsiet coboii (eHm, HeoOsA3aTENBFHO 3aMeIeHHbIH C | 7alKITbHBIM 3aMECTUTEIICM;

Ry, mpencraBnsier coboit C;samkmt unu C;_7IIUKIOATKILT;

D orcyrcTByeT, npeactasnsget cobot Cy_samkmt win C, ;a KeHIIT,

WK UX (hapMareBTHICCKH TPUEMIIEMast COJb.

B emme ogHOM MoAKIIacce yKa3aHHOTO BBIIIE BAPHAHTA OCYIIECTBICHUS HAXOISITCS COSTMHEHNUS, B KOTOPBIX
R, mpencraBnseT coboit Bomopo, raoreH, rajgoreH-C _;amkui wim ranoreH-C _;,allKOKCH;

R,, Ry, R5 1 Ry mpencraBmstor coboit Bomopo;

R; mpencraBnsier co6oit ruapokcu-Cisamkmn, -D-C(O)-NRgR,, -C(O)Rg, -SO,R;;, -D-NRgRj,
-S(O)(NR4)(Ry;) nmm okceTaHu, HE0OS3aTEHLHO 3aMEIIEHHBIH THAPOKCU3AMECTHTEIIEM;

Rg 1 R; mpeacrasmnstor coboit C;_;amkui;

Rg mpexncrasisier co6oit nmupponuauant wiu -N=S(0)(C, ;anknn)(C,_amKkun);

Ry mpencrasser coboit -SO,(C;_samkun);

R, mpencraBnser coboit C;_samkm, -NR,R 3 wiau muppoauauHm;

Ry, mpencrapnser coboit Cy_sanmkmi, ruapokcu-Ci_samkmt mwin Ci_;ankokcu-Cy_,allKu,

R; u Ry, mpencrasiser coboit Bogopox mwin Ci_,alku,

Ry, mpencraBnser coboit C;_samkmt unu C;_7IIUKIOATKILT;

D npencrasmisier coboit C;_ankwmn wim C,_;aIKeHUT,

WM UX GapManeBTUIECKH MpueMyIeMast CoJlb.
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B onHOM mogKITacce HAXOAATCS COCAMHEHUS, TIpecTaBiIcHHbIe hopmydoii (ID), rae

R, mpexncrasisier coboii Bomopox, Ci,alkui, UAHO, TAIOTeH, HUTPO, TanoreH-Cl-; ankwi, ranoreH-Ci_;
ankokcH win C_;alIKUITHO;

R, pencrasisier cob60it BOIOPO WITH TAJIOTEH;

R3 MpEACTABIIACT co0Ooit -D-C(O)-NR6R7, -C(O)Rg, -SOzR“ nim -C(S)NRIgng;

R4 mpencrarmisier coboit Bomopon, C.;alKuI, THIAPOKCH WM TAIOTCH;

Rs mpencrasiseT coboii BoIopo;

Rg pencrasmisier coboit C;_ankwmn wim Cs_7IIHKITOATKHIT;

R; u Ry, mpencrapnstoT coboit Bogopoxa wim C;_;alKu;

Rg mpencraBnsier coboit Bogopon, Cisamkmi, C,sankenun, C; uukinoankui, ramored-Cankmwi, Cian-
kwikapoonmt, Cp,ankokcukapoonmn, Cjrankokceu-Ci,amkmi, -Cisankmi-O-C(0)-Cysankun, -Ci;amkui-
SO,(C7ankwmn) wiu 4-10-4ICHHBIA TETEPOIMKIIIIT,

Ry, mpencraBnsier coboit C;_samkmi, Cs uuknoankmi, ramoreH-Cy_sankui, muano-Cosankmwi, Ci.,alKoKCH-
Cy_amkmn, -NR ;R 3, 3-6-4neHHBIH KapOOIUKIIII, KOTOPBIH HEOOS3aTeNBHO 3aMeIeH 1-2 TaloreHOBBIMU 3aMec-
TUTEJSIMH, UITH 4-6-4JICHHBIN TeTEePOIUKITIII, KOTOPhIM HEOOsM3aTebHO 3aMelleH 1-2 3aMeCTHTENsIMH, BRIOpaH-
HBIMH 13 TasioreHa wim C_;ajKuia;

Ry, u Ry3 npencrasnsroT coboii Cy_,anku;

R 1 Ry HE3aBHCHMO TIpeacTaBisAtoT co0oit Bogopon mim C.7amKu;

D otcyrcTByeT;

TIPH 3TOM TETEPOIUKIMIbHAS TPYIIA B KaXI0M cliydae uMeeT 1-3 rerepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
mN,Ous,

WK UX (hapMareBTHYCCKH TPUEMIIEMasi COJb.

B monkiacce yka3aHHOTO BBIIIIE BAPHAHTA OCYIIECTBICHUS HAXOISATCS COCUHEHUS, B KOTOPBIX

R, mpencrasnset coboit Bogopoa, C;.7alKu, rajioreH, ranored-Ci_;alkumit win rajioreH-C _;aaKoKCH;

R, u Rs mpescraBnsror coboii BOIOPOST;

R; mpencrasnser coboit -D-C(O)-NRgR7, -C(O)Rg, -SO,R;, umu -C(S)NR 3R 9, mitmt okceTanmmn, HeoOs3a-
TEJIHHO 3aMEIIEHHBIA THIPOKCU3AMECTUTEIIEM;

R4 mpencrarisier coboit Bomopon, C.;aIKWII WITH TaJIOTEH;

R¢ ipencrasiser coboii C;_,anku;

R; mpencrasmisier coboit Bomopoa wiu C.7alKu;

Rg mpencraBiser coboit C,ankwmin, C,,ankenwmn, Cs;muknoankmi, ranoreH-Ci,ankmwi, Ci;aikui-
kapOonmi, Cj-ankokcukapoonmn, C;rankokcu-Cisankmi, -Ciankmi-O-C(0)-Cyankun, -Coankun-SO,(C;
QJIKIIT ), a3CTHIUHIII, MOPGOTUHII, (hYPAHII WU TUPPOITUANHIIT,

Ry, mpencraBnsier coboit Cy_samkmi, C; uuknoankii, ramoreH-Cy_sankuin, muano-Cosankmi, Ci.,alKoKCH-
Cy_amkmn, -NR ;R 3, mupponuauami, GeHut, HeoO0s3aTeIbHO 3aMEIICHHBIN TaJIOT€HOBBIM 3aMECTHTEIIEM, OKCe-
TaHWI WU MMAPA30JIHII, HE00sA3aTebHO 3aMelieHHbBIN C|_;alKIITFHBIM 3aMECTUTEIICM;

Ry, u Ry3 mpeacrasnstor coboii C;_7aaKu;

R 1 Ry HE3aBHCHMO TIpeacTaBisAtoT co0oit Bogopon mim C . 7aaKu;

R,4 mpeacTaBisier cob6oit Bogopona wim C_7aIKu,

D otcyrcTByeT;

WM UX GapManeBTUIECKH pueMyIeMast Colb.

B eme ogHOM MoKIIacce YKa3aHHOTO BBINIE BapHaHTa OCYIIECTBICHUS HAXOIATCS COSIMHEHHS, B KOTOPBIX

R, mpencrarnset coboit Bogopo, C;.7alKu, rajoreH, ranoren-C _;alKumit Wik rajgoreH-C _;aaKoKCH;

Ry, Rs u Ry npeacraisror coboii BOIOpOI;

R mpencrasnser coboit -D-C(0)-NRgR7, -C(O)Rg mmu -SO,R 45

R4 mpencrarnser coboit Bogopox wim C;_;alaKu;

Rg mpencrasnsier coboit Cy_,ankm;

Rg mpencraBnser coboit Cy,ankmn, C;_;iukinoankui, ranored-Cy_samkmwi, Cy,ankunkapoonmwt, -C ;aikui-
0-C(0)-C,7amxumn, -C_,ankmin-SO,(C_;ankun), MOpGOIUHIIT U PP OJTHTAHIIT,

Ry, mpencrasmsieT coboit C,_sankmi, Cs;iuknoankui, uano-Ci_,ankmr, C.,anmkokeu-Ci_ankwmi, -NR,R 3,
OKCETAHWI WIH TTUPA30JIIII, Heo0s3aTeIbHO 3aMeeHHbINH C_;alKWIBHBIM 3aMECTUTEIIEM;

Ry, u Ry3 npencrasmnsroT coboii Cy_,anku;

R,4 mpeacTaBiser cob6oit Bogopona wim C_;aIKu,

D otcyrcTByeT;

WK UX (hapMaIreBTHICCKH TPUEMIIEMasi COJb.

B eme oqHOM mojkiIacce YKa3aHHOTO BBIIIE BapuaHTa OCYIIECTBICHUS HAXOSTCS COEAUHEHUS, B KOTOPBIX

R, mpencrarnser coboit Bogopo, ranoreH, ranoreH-Cy_,alKkui win ranoreH-Ci_,allkoKCH;

Ry, Ry, Rs 1 R; mpencrapnstoT coboit Bopopo;

R mpencrasnsetr coboit -D-C(O)-NRgR;, -C(O)Rg mmu -SO,R 45

R¢, Ry, 1 Ry3 mpencrasisrot codoit C;_;amkm;

Rg mpencrasisier coboit C,_sankwn wim rasoreH-C_,aJIKuT;

Ry, mpeactasnser coboit C,samkui, Cssuukmoankui, C_sankokcu-C,ankui, -NR,R 3 wim okcetanw;
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Ry, mpencraBnsier co0oii BOIOPOST;

D orcyrcTByer;

WM UX PapManeBTUIECKH pUeMIIeMast CoJlb.

B oxHOM monkItacce HaxXoIATCS COeNMHEH U, IpeacTaBieHHbie hopmynoit (IE), rme

Ri, Ry, Ry, Rs 11 Ry ipencTaBisiroT co6oii BOIOPOI;

R3 IpEACTABIIACT coboit BOJOPO, -D-C (O)-NR6R7, -C(O)Rg, -SOzR“, ‘D‘NRQR]O, -S(O)(NR14)(R22), 4-6-
YJICHHBIH TeTEePOIMKIINII, KOTOPHIH HE0OsI3aTebHO 3aMelieH 1-2 0KCO3aMeCTUTENISIMH, U 4-6-4IIEHHBIA TeTe-
pormkinn-C_;alKuil, He0OsI3aTEILHO 3aMEIICHHBIN 1-2 0KC03aMEeCTUTENAMU;

Rg, Ry; 1 Ry, mpencrasisiror codoit C;_;amkm;

R, mpencrarnser coboit Bogopox wim C;_;alaKu;

Rg mpencrasnser coboit Cysankmn, Ci_7alKOKCH HITH 4-6-4ICHHBIN TeTepOLAKIIL;

Ry mpencrasnser coboit -SO,(C;_amkun);

Ry mpencraBnser coboit Bomopoa, C_samkmn mwin C;_;IIHKIIOATKIIT;

Ry, mpencraBnsier coboit Bomopo win -SO,R,y;

R,; mpeacTapisieT cob6oit 3-6-ueHHBINH KapOOIUKITIII, Heo0sA3aTenbHO 3aMeneHHbIN 1-2 C;_;amkuioMm;

D otcytcTByeT wim npencrasiset coboit C_,alIKu;

TIPH 3TOM TeTEPOIMKIMIbHAS TPYIINa B KaXI0M cliydae uMeeT 1-3 rerepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS;

WM UX GapManeBTUIECKH pueMyeMasi CoJlb.

B eme ogHOM MoKIIacce YKa3aHHOTO BBINIEC BapHaHTa OCYIIECTBICHUS HAXOIATCSI COSIMHEHUS, B KOTOPBIX

Ry, Ry, Ry, Rs 1 Ry, ipeicTaBisiror coboii BOOPOST;

R; mpencraBmsier coboit  -D-C(O)-NRgR;, -C(O)Rg, -SO,R;;, -D-NRgRjy, -S(O)(NRy4)(Ry), 1,1-
JUOKCHUION30THA3OIUANHII WK 1, 1-THOKCHAON30THA30MHIUHIIT-C _7aIKHUIT;

Rg, Ry; 1 Ry, mpencrasisror codoit C;_;amkm;

R, mpencrasnser coboit Cy_,ankm;

Rg ipencrasisier coboit C,_,aKuT WA a3eTHIUHIIT,

Ry mpencranisier cob6oit -SO,(C,_,ankmn);

R mpeactasnser coboit Bogopon, C_sankwmt wim Cs_;ITUKITIOATKHI;

R4 mpeacTaBisier coboit -SO,R ;5

R, mpeacTasisieT coboit pernn, HeoOs13aTeIbHO 3aMelIeHHbIH C | 7alKHIbHBIM 3aMECTUTETIEM;

D otcyrcTByeT wim nipencrasisetr codoit C_,alIKku;

WK UX (hapMaIreBTHICCKH TPUEMIIEMast COJb.

B cooTBeTCTBHM C OJJHMM BapHUaHTOM OCYIIECTBIICHUS H300peTCHHE MpeiaraeT hapManeBTHICCKYIO0 KOM-
MO3HIIMIO, COJICPIKAIIyIo coenuHeHne Gopmybl (I) kak ompeneneHo B JIFOOOM U3 YKa3aHHBIX BBHIIIC BAPUAHTOB
OCYILIECTBIICHUS, BMECTE C (papMaIleBTUUCCKU TPUCMIICMBIM HOCHTEIIEM.

B cooTBeTcTBUU C el OJHUM BapHAHTOM OCYIICCTBICHUS HACTOSINEE M300pETCHUE MpeiaracT Crocoo
JICUCHUSI 3aBUCHMBIX OT CTEPOMIHOTO PEIENTOpa, B YaCTHOCTH aHApOreHHoro perentopa (AR), cocTosHmil u
3a00JIeBaHMA, BKIIIOYAIONTUH BBEJCHUE HYXIAOMEMYCS B 9TOM CYOBEKTY TepaneBTUYECKH 3(PPEKTUBHOTO KO-

nudecTBa coenuHeHus: popmysl (1)
Ry

Rz ° '\\\‘{1\ N
\L

!
L
\0 \\,Q

H
rae konblo B mpencraBnseT coboii 4-10-uwieHHOE MOHOIMKIMYCCKOS MM OUIIMKINYECKOE KOJBIO, CO-
nepxkariee 0-4 rerepoaroma, He3aBUCHUMO BBIOpaHHBIX U3 N, O win S;
KOJIBIIO A TIpeaIcTaBiIsIeT OO0 I00YI0 U3 CIIEAYIOMUX TPYIIIL:

0
esfiockeoes
/N ==
M T o 3 @

L orcyrcTByet, npencrapiseT coooit -CH,-, -CH,-CH,- nnu -CH,-CH,-CH,-, niu B ciay4ae, Koraa KOoJbIo
A mpencrasisiet cob6oii (1), L taxke moxer Ob1Th -C(O)-CH,-;

R mpexncrasnsier coboii Bomopon, C;_;ankwmi, C_;7alIKOKCH, TaJIOTeH, IIUaHO, HUTPO, raioreH-C_;aKui, ra-
noreH-C_;ankokcu uiu Ci_7alKUITHO;

R, mpencraenser coboit Bogopos, C;.7alKuiI, TajJoreH, THIPOKCH, ranoreH-C _ ;alKui, HUTPO, raaore’-Cy_;
AJIKOKCH WJTH THOJ,

nin Ry n R, BMecTe ¢ aTomamu yriieponia, K KOTOPHIM OHU MPUCOEAMHEHBI, 00pa3yioT KOHACHCUPOBAHHOE
1,3-IMOKCOIBHOE KOJIBIIO;

R;3 mpencraBnsieT co6oii BOIOPOI, TAIOTEH, HUTPO, IIHAaHO, 0kco, C_sankmi, C,samkeHun, Cs 7IIUKIOAIKIII,
ruapokcu-Cy_mmrmoankmwi, Ci;ankokcn, ruapokcu-Cisamkwi, ramoreH-Ciankwi, muaHo-Ci,amkun, C,an-
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kokcu-C_sankun, Ci;alKuinTHO, aMUHOKapOOHMI-C, sankeHmt, ranoreH-C ;ankuintuo, Ci,alKOKCUKapOOHWII-
Csamkun, CjjankokcukapooHmin-C, sankeHmwt, =NSO,Ryg, -S(0)-Cjrankmn, -S(O)(NR4)(Ry,), -S(NR;s)(Cy.;
ankmn), -C(S)NR;gRg, -D-C(O)NR¢R;, -C(O)Rg, -D-NRyRy, -SO,R;;, HeoOs3aTenpHO 3amerieHnbrin 3-10-
YJICHHBIH KapOOIMKIHII, He00A3aTeIbHO 3aMeeHHbId 3-10-wieHHsri kapOomukmmi-C,_saiku, Heo0s3aTeIbHO
3aMemIeHHbI  4-10-4JIeHHBIH  TETepONMKIMI  WJIM  HeoOs3aTeNIbHO — 3aMeleHHbIH  4-10-wIeHHBIH
reTeporKITiI-C _,aJIKIIT;

R4 mpencraBsier coboit Bomopo, rasoreH, ruapokc, C_ankui, raaoreH-C _;allKuil WIH OKCO;

Rs mpencrasisier coboit Bomopo, ramoreH wim C_;aIKur,

Rg mpencrapnseTr coboit Bogopon, Cisankmi, C,sankeHui, C; 7IUKIOANKII, THIPOKCU-C | 7aIKII, THaAHO-
Cy_amkun, -Cy_sankmn-O-C(O)C_;anKui Wi Heo0s3aTeIbHO 3aMeIICHHBIN 4-10-4IeHHBI TeTepOuKITII;

Rg mpencraenser co6oit Bomopon, Csanmkmn, C,,ankenun, Cs siuknoankui, C;.;alkokcH, rajnoren-Cy_;an-
ki, Cjrankokeu-Ci,ankun, Ci,ankmikapoonun, Ci;amkokcukapoonwmw, -Cisankmi-O-C(0)-Cyankun, -Ci;
ankmin-SO,(Cyankmn), -N=S(O)(Csankmn)(C;_7alKmw1) WK HEOO3aTEIBHO 3aMEIICHHBINA 4-10-wIeHHBIH reTe-
POLIAKIIIL;

Ry mpencrasiser coboii Bogopon, Ci.,amkui, Cssuukmoankwi, CankmikapOooHu, -SO,(C_;amkui) win
-SO,(Cs.7UKITIOANKIIT);

Ry, mpencrasmser coboit C, amkun, C,;ankennn, Cs IHUKIOANKII, TagoreH-C ,amkui, nuano-C_;allkui,
Csankokcu-Csamkmn, -NR;R(;, Heobs3aTensHO 3amerieHHbIH 3-10-uneHHBIH KapOOIMKIWI I HeoOs3a-
TEJIHHO 3aMemeHHBIN 4-10-1IeHHBIH TeTePOIMKIIII;

R}, mpexacraBnser coboii Bomopon, Cankwi, rTuapokcu-C ,ankwr, muano-Ciankwmi, Csankoken, C_;
ankokcu-C_sankun wii Ci_;alKiikapOOHNMIT,

R, Ryo, Ry3, Rig 1 R He3aBHCHMO TipeacTaBisitoT coboit Bomopo, Cysankun uinu Cs_7IIHKI0aTKIIT,

Ry, mpencraBnsier coboit Bomopon, C_sankmwi, C_sanmkmikapOooHmt wii -SO,R,1;

R,s mpencraBnsier coboit Bomopon, C_samkmn, Cs_samknoankmi, C,ankunkapoormi, -SO,R7;

R,; mpencraBnsiet coboii C_;amKul Wik HeOOSI3aTeIbHO 3aMEIICHHBIN 3-10-wWICHHBINA KapOOMKIILIT;

Ry 1 R, HE3aBuCHMO TipencTaBisiioT coboid C_samkui, Cs 7IIMKIIOATKIIT W HEOO0sI3aTEIbHO 3aMeIeHHBIH
3-10-wIeHHBIH KapOOIIMKIIHIT,

Ry, mpeactasisier coboit Csamkmin wiu C;_;ITUKI0aTKIIT,

R,; mpeacTasisier o600 BOIOPO.T WIIH OKCO;

R,4 mpencTaBisier cob6oit Bogopona wim C_7aKu,

D otcyrcTByer, npeactasiser coboit C;samkun win C,_;alIKeHIIT;

IIPH 3TOM HEO0O0sA3aTeIFHOE 3aMEIICHUE B KaXKIOM cliydae BBIOpaHO u3 1-3 3aMecTuTeleii, He3aBHCUMO BbI-
Opannbix m3 Ci;anmkwia, rajmoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankmna, Ci;alKOKCHKapOOHHUIIA
WJIU OKCO; U

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-4 reTrepoaroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OusS;

WK ero (papMareBTUICCKU MPUSMIICMOMN COJIH.

B cooTBETCTBHM ¢ OAHMM BapHaHTOM OCYIIECTBICHHS 3aBUCUMOE OT CTEPOHIIHOTO perenTopa 3adolieBa-
HUE WIH COCTOSIHUE MPEICTABISET COO0M 3aBUCUMOE OT aHAPOTEHHOTO pelenTopa 3a00JeBaHue WIN COCTOSHUE,
BKITIOUAOIEee YHIAOKPUHHBIC paKOBBIe 3a00JIeBaHUS M Takue 3a00JIeBaHus, KaKk HApUMep, PaK MpeacTaTeIbHON
JKeNe3bl WM pak MOJIOYHOH jKeJe3bl, B YaCTHOCTH KaCTPallMOHHO-PE3UCTCHTHBIM paK MPeIcTaTeIbHON JKeIe3bl
(CRPC). B cOOTBETCTBHHM C OJHMM BapHWaHTOM OCYIIECTBICHHS M300peTeHus mojexanuii sederanio CRPC
SIBIISICTCSL PE3UCTEHTHRIM K JieueHHI0 HHruoutopoM CYP17A1. B cooTBeTCTBHHM C IPYTUM BapHaHTOM OCYILECT-
BJICHHUS 3aBUCHMOC OT aHIPOTCHHOIO PElenTopa 3a00JICBaHUE WIIM COCTOSHHUE MPEICTABIsICT COOOH SHIOKPHH-
HBII pak, KOTOpHhIH 3aBuCcHUT OT akTuBanuu CYP11A1.

CoeMHCHHST TaHHOTO U300PETEHHS MOTYT OBIThH IOJIYYCHBI pa3HOOOPA3HBIMU METOJIAMH CHHTE3a, aHAJIO-
THYHO croco0aM, M3BECTHBIM B JIUTEpATYpe, ¢ MCIOIb30BAaHUEM MOIXOIAIINX MCXOIHBIX MaTtepuanoB. Coemnu-
Herus GopMyisl (I) MOTYT OBITH TOTYYEHBI, HATIPUMED, AHATIOTHYHO WJIA B COOTBETCTBUU CO CICTYIOLTUMH CXC-
MaMu peaknuii. HekoTopeie coennnenus, BKIOYeHHbIEe B opmyiry (1), MOTyT OBITh TIOTy4YeHBI ITyTEM IIpPeBpa-
meHnsT QYHKIMOHATBHBIX TPYI ApYruX coeauHeHnuit ¢popmyitbl (1), MONMYIeHHBIX B COOTBETCTBUU CO CIIEIYIO-
UMK CXEMaMH, MOCPEJCTBOM XOPOIIIO M3BECTHBIX CTAIUN PEAKINH, TAKUX KaK OKHCIICHHE, BOCCTAHOBJICHHE,
TUIPOJIN3, allMJIMPOBaHNE, aJKUIMPOBaHUE, aMUIUPOBAHNE, aMUHUPOBaHHUE, CyabhupoBanue u apyrue. Ciemny-
€T OTMETHTD, YTO JOOBIE TIOIXOIINE YaaIIeMble TPYIIbI, HanpuMep, N-3allUTHRIE TPYIIIHI, TAKHE KaK TPET-
oyrokxcukapoonmibHas (t-BOC) rpynmna wim GeHuICcyabGOHUIbHAS TPYIIa, MOTYT HCIIOB30BATHCSI XOPOIIIO
W3BECTHBEIM 00pa30oM BO BpEMs CHHTE3a, YTOOBI YIYUIIUTh CEIIEKTUBHOCTh CTAINNA PEaKIIUH.

Coenunenus ¢popmynsl (I) MoryT ObITH TOTYYEHBI, HaIpuUMep, coracHo cxeme 1, rme Ry, Ry, R3, Ry, Ry,
Ry, Ry, L, A 1 B sBisiroTCS TakuME, KaK OMpPEENICHO BhINIe, W X MpeAcTaBiseT co0oi ramoreH. B cmocobe
cxembl 1 nmpousBoanoe [1] S-ruapokcu-4H-nupan-4-oHa coequHsieTcs ¢ Npou3BoaHbIM [2] konbua B, rae rano-
TCH BBICTYIAET B KaYECTBE YAAISIEMOW IPYMITBI B TOAXOJSIIIEM PacTBOPUTENIC B MPUCYTCTBHU OCHOBAHHUS IPH
MOBEIIICHHON TeMIiepaType, Hanpumep, npu ucrois3oBannu K,CO; 8 DMF, K,CO3; 8 IMCO, NaOH/KOH B
MeOH/EtOH, NaH B DMF unu K,CO; B THF/1,4-nrokcane, ¢ o0pa3oBanueM coenuHeHus Gopmydsr (I).
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Cxema 1
Ry
R4 L\
X
Rs e Raq Rs
Q
Rag Ras 2] Ry = N A

O™ A Ry NP N R
o R, e Rs
1l (D
B xauectBe anprepHaTuBHI, coequHeHnst Gopmyssl (I) MOryT OBITH HONYUYEHHI COTJIacHO cxeme 2, rrae R,

Ry, R;3, Ry, Rs, Rys, Roy, L, A u B sBASIFOTCS TakuMU, KaK OMPEICIICHO BHIINIE, M Z TPEACTABISICT COO0H ME3HIIhb-
HYIO WU TO3WIBHYIO Ipymiy. B crocode cxemsr 2 npousBoanoe [1] S-runpokcu-4H-nupan-4-oHa coequHsIeTCS
¢ mpou3BoaHBIM [3] KonbIla B, rae Me3miar win TO3WIAT BBICTYIAeT B Ka4EeCTBE yNAIIEMOM TPYIIHI, B TIOAXO-
JSIIIEM PacTBOPHUTENEC B MPUCYTCTBIH OCHOBAHUS IPH MOBHIIEHHON TeMIIepaType, HalpuMep, TIPH HCIIOIB30Ba-
mun K,CO; B DMF, K,CO; B IMCO, NaOH/KOH B MeOH/EtOH, NaH B DMF wmnu K,CO; B THF/1,4-
IMokcaHe, ¢ oOpa3oBanueM coeanHeHus Gopmysl (1).

Cxema 2
Ry

o O

I

Coenunennst popmyasl (ID), toe R; cBszan ¢ HI/IHepI/I,I[I/IHOBBIM KOJIBIIOM 4epe3 aIlIbHYIO I CYIb(o-
HUJIBHYIO TPYIITY, MOTYT OBITH TOJYYEHBI, HApUMeEp, corytacHo cxeMme 3, rne Ry, Ry, R3, Ry, Rs u Ry, sBnstoTCs
TaKMMH, KaK OIMPENETICHO BBIIIe, M X MpeacTaBiseT co0oi ramoreH. B criocobe cxembr 3 coenuaeHne GopMyIIbl
(ID'") coenuusieTcsl ¢ TAIOTeHCOAEpKAIIMM coequHeHreM [4] B moaxomsmieM pacTBoputele, TakoM kak CH,Cl,,
B MPHCYTCTBUHU IMOIXOMAAIIETO OCHOBAaHHUS, TAKOTO KaK TPUITHIAMHH, C 00pa3oBaHHUEM COCAMHEHHS (OPMYITBI
(ID).

Cxema 3

P e

Coenunenust popmyns! (ID), rne R; npencrasisier co6oit -C(O)-NHRg, MoryT ObITh OTy4eHBI, HaIpuMep,
B COOTBETCTBUH cO cxeMoii 4, tae R, R,, Ry, Rs, R; u Ry, aBnstoTCS TakuMmu, Kak ornpesesieHo Bhiie. B cmocode
cxeMbl 4 coeauHeHue Gopmyisl (ID') coemuHsieTcst ¢ M30LUAHATHBIM COCIUHCHHEM [5] B MOIXOASAIIEM PaCcTBO-
putene, TakoM kak CH,Cl, umu DMF, B IpuCyTCTBHH MOAXOISINETO OCHOBAHUS, TAKOTO KaK TPHATHIAMHH U
DIPEA, c obpazoBanuem coemuueHus ¢opmyisl (IDa). Coequnenns popmynst (ID), rme R; npencrasiser co-
601 -C(S)NHR 9, MOTYT OBITh TIOJy4YeHBI AHAJIOTHYHBIM 00pa3oM, ¢ UCTONb30BaHUEM R;9-N=C=S B kauecTse
peareHra.

Cxema 4
R
o e Ri  Rg—N=C=0 0 ™ Ry
N
—_—
g\o ™ H U\o "
HN -
Re 75 (1Da)

("

Coenunennst popmynsl (I) Takke MOTyT OBITH IMOJNIYYEHBI coryiacHo cxeme 5, e R, R;, Rs, Ry, Rs, Rys,
Ry4, L, A u B ABIsItOTCS TaKMMH, KaK ONpeNesIeHo BhINIe, U X MpeAcTaBisieT coboit ranored. B ciocobe cxemsr 5
coenrHeHUE GOPMYIIBI [6] coemuHsAeTCs ¢ coequHeHneM GOPMYITEI [7] B TOAXOIAIIEM PacTBOPHUTENE, TAKOM KaK
DMF, B npucyTcTBUM OCHOBaHUS, Takoro kak K,COs, mpu MOBBIIIEHHON TeMIIepaType, ¢ 00pa3oBaHUEM COEIH-
HeHust Gopmynsl [8]. 3arem coeaunenne Gopmysbl [8] MOKHO MOABEPTHYTH PEAKIMH C METaHCYIb(OHMIXIIO-
PUAOM B NOAXOMAIIEM pacTBopHTene, TakoM kak DCM, mpu oxJlaXJIeHHH B MPUCYTCTBUU MOAXOJSAIIEr0 OCHO-
BaHMsI, TAKOTO KaK TPUITHWIIAMHH, ¢ 0Opa3oBaHueM coequnenns popmyisl [9]. Coenunenus ¢popmyist (I) moryr
OBITH TOJyYEHBI IIyTeM coYeTaHMsl coeanHeHus: ¢popmynsl [9] ¢ coemunenueM ¢opmyisl [10] B momxonsmem
pactBopurene, TakoM kak JIMCO unu DMF, B npucytcTBumn ocHoBaHusl, Takoro kak K,COj;, mpu noBbIIeHHOM
TeMIeparType.
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Cxema 5
Rs
Ry L
SON
o > Rs Re O r"oH
]i/\H\OH - R, LD MsCl
ST e
161 18]
R23
H-N A

Ecmu He ompezneneHO MHOE, BCE TEXHUYECKUE W HAyJIHEIC TCpMI/IHBI, HCTIONBb3yeMBbIe B HACTOSIIEM IOKY-
MEHTE, IMEIOT TaKoe )K€ 3HaueHHEe, KaKoe OOBIYHO TIOHMMACETCS CIEUAINCTOM B 00JIaCTH TEXHHUKH, K KOTOPOH
NPUHAJICKUT JaHHOE M300peTeHue. (st oOyierdyeHust HOHMMaHHsl HACTOSIIIETO H300pETeHUsI B HACTOSIIEM J0-
KyMEHTE HCIIOIb3YIOTCA CIEAYIOUINE ONpeNeIeHuUsl.

TepMmuH "cyOBbeKkT", UCTIONB3YEMBIH B HACTOSIIEM JTOKYMEHTE, OTHOCUTCS K JIFOJSIM U )KUBOTHBIM.

TepMuH "cTepougHbIi peHenTop" OTHOCUTCS K PELENTOPY, KOTOPBIHA CBA3BIBACTCA U aKTUBUPYETCS CTEPO-
UJTHBIM TOpMOHOM. [IpuMepbl CTEpOMIHBIX PELENTOPOB BKIIIOYAIOT, O€3 OrpaHHYEeHUs, aHAPOTCHHBIE, TIIOKO-
KOPTHUKOHUTHBIC M IPOTECTEPOHOBHIE PEICTITOPHI.

TepMmuH "PHIOKPHUHHBIN pak" OTHOCHTCS YaCTUYHO WIIM TOJTHOCTBIO K HEPETYIHPYEMOMY POCTY OJIHOTO
win 6oJiee KIETOYHBIX KOMITOHEHTOB SHIOKPHHHOW CHCTEMBI, BKIII0Yasi, 6e3 orpaHHYeHUs, pak OQHOTO MiIn 00-
Jiee HaAMOYCIHUKOB.

Hcmone3yeMslii 3meck TepMuH "rayio" wim "rajored”, caMm 1o cede WM Kak 4acTh IPYTOH TPYMIBI, OTHO-
CHTCS K XJIOpY, Opomy, propy wiu ioxy.

Hcnonw3yemslit 3neck TepmuH "C;ainkun’, caM 1o cedbe WiIM Kak 4yacTh APYTroil TPyINIbl, OTHOCUTCS K Ha-
CBILIEHHON yTI€BOAOPOAHON IpyIIe C MPAMON WK PAa3BETBICHHOM Liemblo, uMetomiei 1, 2, 3,4, 5, 6 unu 7 ato-
MOB yriiepoja. TurmuuHsle npumeps! C) ;alKuia BKIIOYAlOT, 03 OrpaHHYeHUsI, METWII, 3THJI, H-IIPOIIHJI, U30TIPO-
NI, H-OYTHII, M300yTHII, BTOP-OYTHII, TPET-OyTHII, H-TIEHTWI, M30IIEHTHI U H-TeKcHiI. OJHUM NPEIIOYTHTEIb-
HbIM BapuaHToM "Cj,ankuna" sBiserca Czankui. Tepmun "C;;ankui" OTHOCUTCS K MPEINOYTUTEILHOMY Ba-
puanty "C,_;ankuna", umeroniemy 1, 2 uimu 3 aToma yriaepoaa.

Hcnonb3yeMmerii 31ech TepMuH "C, ;ankeHWI", caM 1Mo cede WM KaK 4acTh JPYro TPYIIBI, OTHOCUTCS K
anudaTHueckoit yriaeBoIOpOAHON IpyIe, uMeromien 2, 3, 4, 5, 6 uiau 7 aTOMOB yTiIepoJa U coAepKaied OaHy
WIIM HECKOJIBKO JBOWHBIX CBsA3eH. THUMHMYIHBIE MpUMEphI BKIIOYAIOT 0€3 OrpaHHYeHHS 3TEHII, TPONCHMI U IIHK-
JIOT€KCEeHHUIL.

Hcnonb3yeMsrii 31ech TepMuH "Cs 7IIKIOANKIN ", caM TI0 ce0e WM KakK 9acTh IPYroi TPYIIbl, OTHOCHUTCS
K HACBHIIIEHHON LUKINYECKON YIieBOJOPOIHON rpymme, coaepxkamei 3, 4, 5, 6 wim 7 atoMoB yraepoaa. Tu-
MUYHBIC TPUMEPHl MUKIOAIKIIA BKJIIOYAIOT, 03 OrpaHHYCHHS, IHKJIOMPOII, UKIOOYTHI, MUKIONCHTII U
LUKJIOTE€KCHUIL

Ucnonbzyemsiit 31ech TepMuH "C;;iuknoankui-C,ankun" oTHocuTes K Cs 7LUKIOANKWIBHON rpyre,
KaK OIPEIEICHO B JIAHHOM IOKyMEHTE, MPUCOSIMHEHHON K (pparMeHTy pOoIMTEeNbCKOH MOIeKyibl yepe3 C.
7aIIKANBHYTO TPYIITY, KaK OIPEAEICHO B TAHHOM JTOKYMEHTE.

Hcrnonb3yeMelii 37ech TepMUH "THAPOKCH", caM 10 cebe WK KaK 9acTh pyrod rpynmsl, oTHOCUTCS K -OH
Tpymre.

Hcmonb3yeMelil 31ech TepMHUH "TMaHO", caM 1o ce0e MM KaK 9acTh IPYrod Tpymisl, oTHOCHUTCS K -CN
Tpymre.

Hcnonb3yeMerii 31ech TepMuH "kapOokcu", caM 1Mo ce0e WM KaK 4acTh JAPYTro TPYIIbI, OTHOCUTCS K
rpynme -COOH.

Hcnonp3yemsblit 31echk TepMuH "KapOoHMI", caM 1o cebe Wil Kak YacTh APYTro# IPyIIIbI, OTHOCUTCS K aTo-
My yTiIepoja, CBI3aHHOMY JBOMHOMU CBSI3bI0 C aTOMOM kHcnopoga (C=0).

Hcnonp3yemsblit 31ech TepMHuH "0Kco", caM 10 cebe WIIM KaK 4acTh JPYrod TPYHIbI, OTHOCHTCS K aTOMy
KHCIIOPO/Ia, CBA3aHHOMY C IpYTUM aTOMOM JBOIHHOM cBs3bi0 (=0O).

Hcnonw3yemslit 3nechk TepmuH "C)sankokcu”, caMm 1o cebe MM Kak 4acTh JIPYrod TPYMIbl, OTHOCHTCS K
C,;anmKnTy, Kak OIpeaesicHO B JaHHOM JOKYMEHTE, IPUCOSANHEHHOMY K (PparMeHTy pOIOUTENbCKON MOJICKYJIIBI
yepe3 atoM Kuciopoaa. Tunmuaeie mpumeps! C| 7alKOKCH BKITIOYAIOT, O€3 OrpaHUYEHHUs] IMH, METOKCH, 3TOKCH,
MIPOITOKCH, OYTOKCH, H300YTOKCH, BTOP-OYTOKCH M TPET-OyTOKCH.

Hcnonb3yeMslii 31ech TepMHH "THAPOKCH-C | 7aKua" OTHOCHTCS 110 MEHBIIIEH Mepe K OJTHON THIPOKCHIIb-
HOU TpyImme, KaKk ONpeNeNeHO B JaHHOM JOKyMEHTE, IPHUCOSIMHEHHON K (PparMeHTy pOIUTEIBECKOW MOJIEKYJIBI
yepe3 C,,aNKWIBHYIO TPYMITy, KaK OIPENeICHO B TaHHOM JOKyMeHTe. THIHYHBIE TpUMeEpHl THAPOKCH-C.
saJKWJIa BKJIIOYAIOT, 0O€3 OrpaHHYEHUs, THUAPOKCHUMETWI, 2,2-AWTHAPOKCHATHI, |-THAPOKCHITHI, 3-
THAPOKCHIPOITNII, |-THAPOKCHIIPOITII, 1-MeTHII-1-THAPOKCHITHA U 1-MeTHII- 1 -THAPOKCUIIPOTIHIL.

T:j% 1101
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HUcnonb3yemslii 31ech TepMuH "rasoreH-C _;alkut" OTHOCUTCS IO MEHbLIEH Mepe K 0THOMY TaJIoTeHy, KaK
ONpENEICHO B JAHHOM JIOKYMEHTE, MPUCOCINHCHHOMY K (DpParMEeHTY POIUTEIhCKOW MOyekynbsl uepes Ci.
7ATIKANBHYIO TPYIILY, KaK OIPEAeiIeHO B JaHHOM JOKyMEHTe. THIHYHBIe TpUMepHI ranoreH-C ;allkuiia BKIIO-
4aroT, 6e3 orpaHudeHus, GTOPMETIII, AUPTOPMETHI, TPUPTOPMETHI, 2-XJIOPITUI U 3-OPOMITPOTIHII.

Hcmonb3yeMmerii 3mech TepMuH "mnano-C 7amkui" OTHOCUTCS K IMAHOTPYIIE, KaK ONMpeesieHO B JAHHOM
JOKYMEHTE, IPUCOSIMHEHHON K (parMeHTy POIUTEIbCKOH MOJIeKybl dyepe3 C| ,alKmIbHYI0 TPYHITY, Kak Ompe-
JIEJICHO B JaHHOM JTOKyMeHTe. Tunudaaple npuMepsl nuaHo-C, ;allkiila BKIIOYAloT, 0€3 orpaHHYeHHs, IHaHOME-
THA, 1-IIMaHOATHII, |-ITMAHOTIPOITMI U 2-IIHAHOTIPOTIHL.

HUcnonb3yemslii 31ech TepMuH "ranoren-Ci_;ankokcH" OTHOCUTCS MO MEHbIIEH Mepe K OJHOMY TajoreHy,
KaK OMpEJCIICHO B JaHHOM TOKYMEHTE, MIPUCOCTUHCHHOMY K (DPAarMEHTY POTUTEIbCKON MONEKynbl uepe3 Ci.
7AJIKOKCUTPYIIITY, KaK OIPEACIICHO B JAHHOM JJOKYMEHTE.

Hcnonp3yemslit 3neck TepMuH "¢QeHmn-C ,ankun" OTHOCUTCS TI0 MEHBIICH Mepe K OJHOM (heHHIIbHOH
TpyIIe, TPUCOSANHEHHON K (PparMEeHTY POAUTEILCKON MOJIeKyIbl Yepe3 Ci;alKWIBHYIO TPYIILY, KaK OIpe/e-
JICHO B TAHHOM JTOKYMCHTE.

Hcnonb3yemsrii 3nech TepMuH "'C|_;ankuikapOboHmI", caMm mo cede MM Kak 9acTh JPYTroi TPYIIIbI, OTHO-
curcs K Cy7,alKWIBHON TPyIIe, KaK ONpPEeIesieHO B JaHHOM JAOKYMEHTE, MPUCOSTMHEHHOW K ()parMeHTy pOIH-
TEJBCKOM MOJIEKYITBI Yepe3 KapOOHMIBHYIO TPYIITY, KaK ONPEIEICHO B JAHHOM JOKYMEHTE.

Hcnonbzyemsrii 3meck TepmuH "Ci_sakokcu-C ,amkui', caMm 1o cede WM Kak 4acTh APYTOd TPYIIIbI, OT-
HOCHUTCS TI0 MEHbIIIeH Mepe K ogHOH C,_7,alKOKCUTPYIIIE, KaK ONpeesieHO B JAaHHOM JOKyMEHTE, IPUCOCIUHEH-
HOW K (parMEHTy POOUTEIHCKONW MOJIEKYyNsl yepe3 C),alKmIbHYI0 TPYMITy, KaK ONPEACICHO B JaHHOM JIOKY-
MECHTE.

Hcnonp3yemsiii 31ech TepMHH "THIPOKCH-C_7aIKOKCH", caM 10 ce0e MM KaK 4acTh IPYTroi TPYIIIbL, OT-
HOCHUTCSI IT0 MEHBIIIeH Mepe K OJTHOW THAPOKCUTPYIIIE, KaK OMPEICICHO B JAHHOM JTOKYMEHTE, PUCOCIMHEHHON
K (hparMeHTy POIAUTEIBCKON MOJIEKYIIB Yepe3 C;_7aKOKCHTPYIIITY, KaK OIPEACICHO B JAHHOM JTOKYMCHTE.

Ucnonb3yemsblil 3aech TepMuH "ruapokcu-C,sankokcu-Ci,ankun" OTHOCUTCS K THIPOKCH-C|;a]KOK-
CUTpYIIE, KaK ONpPENeIEHO B JaHHOM JOKYMEHTE, IPHUCOEIMHEHHON K (pparMeHTy pOIUTEITBCKOW MOJIEKYJIBI
yepes C,_;,aKUIBHYIO TPYIHITY, KaK OTIPEAETICHO B JAHHOM JOKYMEHTE.

Hcrnonb3yeMslii 31ech TepMUH "4-10-9IeHHBIN TeTepOIUKINI" OTHOCUTCS K HACBHIIIICHHOMY, YaCTUYHO Ha-
CBHINIEHHOMY HJIM apOMaTHIeCKOMY KOJbITy ¢ 4-10 aTomaMu KOJbIla, U3 KOTOPHIX 1-4 aToMa SIBISIOTCS TeTepoa-
TOMaMH, BRIOpaHHBIMHU U3 Tpynmbl, coctosmieit 3 N, O u S. Oganm u3 BapuaHToB "4-10-4JI€HHOTO TeTEPOIHK-
mna" sBasieTcs "4-6-4IeHHBIA TEeTEPOIMKIIHI ", KOTOPHIM OTHOCHUTCS K HACHIIIIEHHOMY, YaCTHYHO HACHIIIICHHOMY
WIA apoOMaTHYeCKOMY KOJBIY C 4-6 aTOMaMH KOJbI[A, U3 KOTOPBIX 1-4 aToMa SIBJISIOTCS T€TEPOaTOMaMH, BbI-
OpanHbIMH U3 Tpymmsl, coctosmed u3 N, O u S. Tunuunele npumeps! 4-10-WICHHOTO TeTEPOLMKINYECKOTO
KOJIbI[A BKJIFOYAIOT, O€3 OrpaHMYCHUsS, OKCETAHWJIBHOE, a3eTUAMHWIBHOE, MUpa3oIwibHOe, 1,2.4-Tpuaszon-1-
wibHOE, 1,2,3-Tpra3on-1-mwibHoe, MUPUMUANHWIEHOS, TUPUANHIIEHOE, MUICPUANHUIEHOS, TETPa30IIIbHOE,
MUIEepasuHIWIBHOE, (PYpPaHWIBHOE, MOP(OIUHIIFHOE, THPPOIHINHIIBHOE, THA30IWIBHOE, H30KCA30JIUIBHOS,
MUPA3UHUILHOE, TETPArHIPOIHPaHIIbHOE, 1,2,4-0KCaIna30IMIEHOE, OKCA30JIMIBHOE, UMHIA30IUILHOS, HHIIO-
JUIBHOE U 4,5-TUruaponMUAa30IMIFHOE KOJBIIA.

Hcnonb3yeMmsrii 3mech TepMuH "3-10-11eHHBIH KapOOIHUKINI" OTHOCUTCS K HACBIIIEHHOMY, YaCTHYHO Ha-
CBIIIICHHOMY WJIM apOMaTHIeCKOMY KOJBITy ¢ 3-10 aToMaMu KOIbIa, COCTOSIIMMH TOJIBKO M3 aTOMOB YTIIEPO/a.
Opnnaum u3 BapuaHnToB "3-10-uneHHoro kapOormimmia" SBiaseTcs "3-6-1IeHHBI KapOOIMKIII", KOTOPBIA OTHO-
CUTCS K HACBIIICHHOMY, YaCTUYHO HACHIIIEHHOMY I apOMaTHYECKOMY KONbIly ¢ 3-6 aToMaMu KOJbla, CO-
CTOSIIMMHU TOJILKO M3 aTOMOB yriepoja. Tumwdnblie mpuMepbl 3-10-4JIeHHOTO KapOOIMKINYECKOTO KOJBIA
BKITIOYAIOT, 0€3 OTpaHWdcHUs, PEHUIFHOE, IUKIOTCKCHIBHOE, IIUKIOTEKCEHIITFHOE, ITUKIONCHTHIIIEHOE, [IUKIIO0-
MCHTEHUIILHOE ¥ IUKIO0YTHIIEHOE KOJIBIIA.

Hcnons3yemslit 3neck TepMuH "4-10-unenssiii rerepouukami-C, ;ankun" oTHocutes K "4-10-uneHHoM re-
TEPOIMKIMILHOW" TPYIIE, KaK OMPENCSICHO B TaHHOM JIOKYMEHTE, MPUCOCAUHCHHON K (hparMeHTy pOTUTEIIh-
CKO MoJIeKyIbI uepe3 C.;alKIIbHYIO TPYIITY, KaK OMpeelicHO B TaHHOM JTOKYMEHTE.

Hcnonb3yeMmsrii 31ech TepMuH "3-10-uneHabIi KapOoukimi-C_;ankmwi" oTHOCUTCS K "'3-10-uneHHoN Kap-
OOUMKIMIBHOK" TpyIIe, KaK ONpeaeleHO B JAaHHOM TOKYMEHTE, MPUCOSTUHEHHON K (parMeHTy poauTelIbCKOn
MoJIeKyIBI uepe3 C ;alKuIbHYIO TPYIILY, KaK OMpPeaesieHO B JaHHOM JTOKyMEHTE.

Hcrmonb3yeMelii 3/1eCh TEPMHUH "'3aMEIICHHBINH" B CBA3H C PA3IMIHBIMUA OCTATKAMU OTHOCHUTCS, €CJTH HE OII-
peneneHo WHOe, K TaJOTCHOBBIM 3aMECTHUTEISIM, TaKUM Kak (rop, xmop, O6poM, #ox, mwmm k Ci,alKAIBHBIM,
C;_/IMKIIOATKUIBHBIM, THAPOKCH, aMHHO, HUTPO, IHaHO, THOJN-C, ,aJKMIEHBIM, METHICYIb(QOHMIBHEM, C|;
ANKOKCH, ranoreH-C  ;alKuIbHbIM, TUAPOKCH-C|,alKWIBHBIM WK aMUHO-C| ;aJKUIBHBIM  3aMECTHTEIISM.
[IpennoYTUTENEHBIMU SBISIOTCS TAOTeHOBEIC, C| 7alKIIbHBIC, THAPOKCH, aMHHO, ranoreH-C  ;ankwibHbie, C; 7
ANKOKCH ¥ METWICYNH(OHIIBHEIC 3aMECTUTEIH. B OHO rpyImie mpenoYTUTENFHBIX 3aMECTUTEIICH HAXOSITCS
1-2 3amectuTens, BeIOpaHHbIe U3 Ci ;aIKHIBHBIX WM FAJOTCHOBBIX 3aMECTHTENCH, B 4aCTHOCTU C_3alTKAITBHBIX
WM TJOTCHOBBIX 3aMECTHTEIICH, B YACTHOCTH, METHIIBHBIX, dTWIBHBIX, XJIOp-, PTOp- MiIn OpoM3aMeCTHTEICH.

"3aMemieHHbIe" TPYIIBI MOTYT COAEpkKaTh 1-3, MpeAnouTUTENbHO | MK 2 TIPUBEACHHBIX BBIIIE 3aMECTH-
TeJNeH, eciv He YKa3aHO WHOE.

OnTH4ecKy aKTHBHBIE YHAHTHOMEPHI WM JHAcTEpeoMephl coequHeHuid (GopMyibl (I) MOXHO TONYYUTS,
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HarpuMep, pasieieHHeM PaleMUYECKOro KOHEYHOTO MPOAYKTa M3BECTHBIMH CIIOCOOAMHU WIIM C ITOMOIIBIO HC-
MOJIB30BAHUS TOAXOAIINX ONTHICCKH AKTUBHBIX MCXOJHBIX MATECPHUANIOB. AHAIOTUYHBEIM 00pa3oM, pareMmude-
ckue coennHeHNs popmydsl (1) MOKHO MOTYYIHUTE PH MCIIONB30BAHUN PAIIEMHIESCKIX HCXOTHBIX MaTepPHaJIOB.

Paznenenne panemmueckux coenuHeHnd Gopmynsr (I) mnm ux pameMHdeckoro MCXOIHOTO MaTepuana
MOJKHO OCYIIECTBHUTH, HAIIPUMEP, MPEBPALICHUEM PAIlEMUIECKOTO COSIMHEHUS B CMECh €T0 IHAaCTePEOMEPHBIX
coJie B3aMMOJIEUCTBHEM C ONTHYECKH AKTUBHOW KHMCIIOTOM M MOCHEAYIONIMM pa3leieHUEM IUACTEPEOMEPOB
KpucTaum3anueld. TUIMIHbIe TpUMephl YKa3aHHBIX ONTHYECKHA aKTHBHBIX KHCJIOT BKIIIOYAIOT, O3 OorpaHmde-
HUs, D-BHHHYIO KHCTIOTY U INOEH30MI-D-BUHHYIO KHUCIIOTY. B KadecTBe albTepHATHBEI U Pa3/eeHUs parie-
MHYECKOH CMECH MOYKHO HCIIOJIb30BATH ITPENapaTHBHYIO XUPAIBHYIO XpOMaTOTpadurio.

dapmarneBTHYECKH PUEMIIEMBIE COJIM XOPOLIO U3BECTHHI B 00acTy (apmaneBTHKH. Heorpannunsaromue
HpUMEpPHI MOIXOAIINX COJICH BKIIIOYAIOT COJM METAJUIOB, COJIM aMMOHHS, COJIM OPraHMYEeCKOTrO OCHOBAaHMS,
COJIM HEOPTaHMYECKOW KUCIIOTHI, COJM OPTaHUYECKOW KHCJIOTHI U COJIM OCHOBHOW WJIM KHCJIOW aMHHOKHCIIOTHI.
HeorpannuuBaroriue mpuMepsl COJCH METAIUIOB BKIIOYAIOT COJIM IICJIOYHBIX METAIUIOB, TAKHE KaK COJb HATPHS
U COJIb KaJIHS; COJIA IICIOYHO3EMENIBHBIX METAJIIOB, TAKHE KaK COJb KAJNbIUI U COJb MarHus. HeorpaHuumparo-
e TIPUMEPHI COJIEH HEOPTaHMUECKUX MIIM OPTaHMYECKUX KHUCIOT BKIIOYAIOT XJIOPUABI, OPOMHUIBI, CYIb(aTI,
HUTpaThl, Gocdarel, cynbPOHATH, METAaHCYNb()OHATH, (HOPMHATHI, TAPTPATHI, MaJleaThl, IUTPATHI, OEH30aTHI,
CAJTMITIIIATEI, acKOpOAaThl, aleTaTbl, OKCaJaThl, (pyMapaTsl, TeMUpyMapaTel U CYKIMHATH. DapMarneBTHIeCKH
TIpUEMIIEMBIE CIIOKHBIE 3(PHPHI, KOT/Aa 3TO MPUMEHUMO, MOTYT OBITh MOJYYCHBI H3BECTHBIMU CIIOCO0AMH C HC-
TIOJIF30BaHNEM (papMaleBTHUECKH IPHEMIIEMBIX KHCIIOT, KOTOPBIE SBIIOTCS OOIICTIPUHATEIME B o0sacTu ¢ap-
MAaIeBTUYECKUX IPEenapaToB W COXPAHSIOT (hapMaKOJIOTHYECKHUE CBOWCTBA B cBOOOMHON (hopme. Heorpanmum-
BaIOIINE PUMEPHI TAKUX CJIIOKHBIX 3()HUPOB BKIOYAIOT CIOXKHBIC 3(QUPHI amu(paTHICCKUX WX apOMATHYCCKUX
CIMPTOB, HAIIPUMEP METHJIOBBIC, STHIOBBIEC, NPOIMIOBEIE, H30IPOITMIOBEIE, OyTHIIOBEIE, H300yTHIIOBEIE, BTOP-
OyTHIIOBBIE, TPET-OYTHIIOBBIE CIIOXKHBIE Aupbl. CioxHbIe (ochaTHbIe F3QUPHI U CIIOKHBIE KapOOHATHBIE PUPEI
TaKKe HaXOMIATCA B Ipejeniax o0beMa H300peTeHHSI.

Omnpenenenne Gpopmyis! (1), npuBeneHHOE BBINIE, BKIIOYAET BCE BO3MOKHBIE H30TOIBI U N30MEPHI, HaIlpH-
Mep, CTepeOn30MepHI, COSIMHEHNH, BKIIIOUas TeOMETPHUECKUE M30Mephl, HanpuMmep, Z- u E-nm3omeps! (1uc- u
TpaHC-M30MEPHI), ¥ ONTHYECKHE H30MEpHI, HAPUMEp, ITHACTEPEOMEPHl W HYHAHTHOMEPHI, W IPOJICKapCTBa Ha
OCHOBE CJIOXHBIX 3(pHupoB, HarIpuMep, GOCHATHBIX CIOKHBIX IPUPOB M KAPOOHATHBIX CIOXKHBIX d(PHPOB.

CriertmanuctaM B JaHHOH 00JIACTH JOJDKHO OBITH MMOHATHO, YTO COSIUHECHHUS 110 HACTOSIIEMY H300pETEHHIO
MOTYT COJIEpKaTh 110 MEHbBIICH Mepe OINH XUPaIbHBIH [eHTp. COOTBETCTBEHHO, COSAMHEHHS MOTYT CYIIIECTBO-
BaTh B ONTHYECKH aKTUBHOM MM pameMmudeckoit Gpopmax. Ciemyer moHUMaTh, 4To dopmyia (I) Bkimrodaer Jo-
Oyr0 palieMHUYEeCKyIO WIIM ONTHYECKH aKTHBHYIO ()OPMY, WIIM UX CMECH. B 01HOM M3 BapnaHTOB OCYIECTBICHHS
COEIMHEHUs! ABISIOTCS YicThIMU (R)-m30Mepamu. B npyrom BapuaHTe OCYyIIECTBIICHHS COCIUHEHHS SIBISIOTCS
yrucThIMH (S)-n3oMepamu. B emie oHOM BapHaHTE OCYIIECTBICHUS COSIMHEHHs IPENCTaBIAIOT CO0OH cMech
(R)- u (S)- usomepoB. B npyrom BapuaHTe OCYIIECTBICHHUS COCAMHEHUS MPEICTABISIOT COOOH paneMHYecKyro
CMech, coziepKalyro pasHble kosmuectBa (R)- u (S)-nzomepo. CoeqrHEHHST MOTYT COIEPXKATh /1B XUPATbHBIX
HeHTpa. B TakoMm ciyyae, cOrllacHO OJHOMY BapHaHTy OCYIIECTBJICHUS, COCIMHCHMS IPEICTaBIISIOT COOOM
CMech JHacTepeoMepoB. B COOTBETCTBHU C OpYyruM BapHaHTOM OCYIIECTBIICHHUS COCITUHECHHS HaHHOTO M300pe-
TEHUS MIPEICTABISAIOT cO00H cMeCh SHAaHTHOMEPOB. B COOTBETCTBHH C ele OJHUM BapHAHTOM OCYIIECTBIICHHS
COEIMHEHUS SBIAIOTCS YHCTBIMH DHAHTHOMEpaMH. VHAMBHIIyaIbHBIE H30MEPHI MOKHO TOIYYUTH C HCIOIB30-
BaHUEM COOTBETCTBYIOIINX M30MEPHBIX (hOPM MCXOIHOTO MaTephalia, MM X MOKHO Pa3[eNUTh IIOCIe OIyde-
HUSI KOHEYHOTO COEAMHEHHS COTJIACHO OOIIENpPHHATHIM ciiocobaM pasfencHus. [ pa3meneHuss ONTHYECKHX
M30MEPOB, HAlPUMEP, YHAHTHOMEPOB MM THACTEPEOMEPOB, M3 UX CMECH, MOYKHO HCIIOJIb30BaTh OOBIYHEIE CIO-
cOOBI pa3iesieHNs1, HalpuMep, (pPaKINOHHYIO KPUCTAINTH3ALHIO.

Hacrosimue coequHeHHsT Takke MOTYT CYIIECTBOBAaTh B BHJE TayTOMEPOB MJIM MX PaBHOBECHBIX CMeceH,
TZie TIPOTOH COENMHEHHs NepeMelIaeTcs OT OJHOTO aToMa K JIpyromy. IIpumepsl TayToMepun BKIIOYAIOT, 0e3
OTpaHUYEHUs], aMHI0-UMUJIO, KETO-€HOJI, ()eHOI-KETO, OKCUM-HHUTPO30, HUTPO-all, UMHUH-CHAMHH, aHHYJISIPHYIO
TayTOMEPHIO TETEPOLMKINYECKUX KOJIEI] U TOMY nojoOHoe. TayromepHbie (OpMBI IpeTHa3HAYEHBI JUIs BKIIIO-
geHus B coequHenus Gopmyasl (I), maxke ecnu n3o0pakeHa TOJLKO OJTHA TayTOMEpHas popMa.

[Tpumepb!l MpeAnOYTHTENHHBIX COSTMHEHUE 0THOH rpymibl popmynsl (I) BKitogaroT
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mMeTuIi— (E) —=3— (4- ( ( (6— (MBOMHIOOIMUH—2-1JIMeTuJ1) —4—okco—4H-nnpaH-—
3-1JI) OKCHU) MEeTUJI) QeHWJI) aKpuJiaT (coeOuHeHUe 2);

2= (M30MHOOJMH-2—MJMeTnJ1) —5— ( (4— (mupposmonHa—1—
WJIICYJIEQOHWMII) 6eH3MII) OKCK ) —4H-1impaH—-4—-0H (coenuHeHue 5);

4—( ( (6= (MBOMHIOONMH-2-MJIMeTuJ1) —4—-okco—-4H-nnmpasH—3—
MJI) OKCH ) MeTWJI) —N—MeTuJIOeH30JICYJIEQOHaMu (coeluHeHre 8) ;

4d— ( ( (6= (MBOMHOONIMH—2-MIIMeTuJI) —4-okco—4H-nmpaH—-3—

W) OKCHU ) MeTuJI) —N, N—nuMe TuJI0eH30JIcyJibQoHaMun (coenuHeHue 10) ;

4—( ( (6— (M3OUMHIOOJIUH—2-MJIMeTI1JI) —4—okco—4H-nupaH—3—
MJI) OKCH) MeTUJI) —N— (2-MeTOKCUBTUJI) O6H30JICYJIbOOoHaAMNUI (coemmHeHMe
11);

N— (2-tunopokcu>TmJi) —4— ( ( (6— (MBOMHOOIMH—2-MJIMEeTWJI) —4—0okco—4H~—

IIMpPaH—3-WJI) OKCU ) MeTuJI) —N-MeTuJIOeH30JICYJIbQoHaM1L (coemmHeHue 12) ;
N— (2-tunpokcua>Tmi) —4— ( ( (6— (MBOMHOOIMH—2-MJIMETWJI) —4—0okco—4H~—
IUPaH—3-WJI) OKCM) MeETUJI) OeH30JICYyJIbdoHaMn (coenvHeHMe 15);
N-—5TuI-N— (2-TUMOPpOKCUSTUII) —4— ( ( (6— (M30OUHIOJMH—2-—UJIMeTUJI) —4—
okco—-4H-niupaH—-3-1JI) OKCHU) MeTWJI) BeH30JICYJIbboHaM1I (coeamHeHue 21);
5-( (4 ( (ondTopMeTMII) CyJIbOOHMII) OeH3WII) OKCU) —2— (MBOUHIOOJINH—2—
niaMeTn) —4H-nupaH—-4—-0H (coenuHeHue 22);
N— (2—-1maHo2TUi) —4— ( ( (6— (MBOMHOOJIMH—2-UJIMeTHJI) —4—0oKkco—4H—

OMpaH—-3-UJl) OKCHU ) MeTuJI) —~N-MeTuJI0eH30JICYJbboHaMm (coelMHeHMe 23);

2— (M3OMHIOOJIUH—-2-MJIMeTJI) —5— ( (1- (oxceTaH—3—
WMIICYJIEQOHWII) IUMepUOInH—4-11J1) MeTokCcHK) —4H-npaH—4—-0H (coemmHeHN e
36);

5-( (4- (MeTUIICYJIbLOOHMII) OeH3MUII) OKCH) —2— ( (5—

(TpUdTOPMETOKCH ) UBOMHIOJIUH-2-1JI) MeTJI) —4H-npaH—-4—-0H (coenuHeHue
37);
2= ((3,4-ournopon30xXUHOIMH-2 (1H) —1Jj) MeTui) —5— ( (4— (2—
TUOPOKCUINIPONaH—2-1JI) OeH3ui) okcu) —4H-nupaH—-4-oH (coenguHeHue 44);
2-U30UMHIOOJIMH—2-UJIMeTIJI) —5— ( (4— (npon—1-eH—2-1JI) 6eH3WII) OKCH ) —

dH-nupaH—-4-0oH (coenuHeHue 47);

-18 -



039309

5-((4— (2-rumpoxcunpolal—2-wui) OeH3UII) OKCHU) —2— (M30OUHIOJIUH—2~
niaMeTnJ1) —4H-timpaH—-4-0H (coemmHeHMe 49);
5- (LMKJIOTEKCUIJIMETOKCH) —2— (M30MHIOOJIUMH—2 - UJIMe TIJI) —4H-niupaHn—4—

OH (coemmHeHMe 65);

5-((1- (orceTaH—3-MJCYJIEQOHWII) IUIIEePUONH—4~1JI) METOKCK) —2— ( (5—
(TPUOTOPMETUIL) USOUHIOOJUH-2—1JI) MeTuJl) —4H-nupaH—4-oH (coemuHeHNE
69a) ;

N=( (4= (((6— (M3OMHOOJMH—2—UJIMETUII) —4—-0oKCco—-4H-TinpaH—3—

MJI) OKCHU) MeTuJI) eHWJI) cyJIbdoHMII) —N-MeTujlanerTaMnun (coeluHenue 70);

5-( (4- (uMKJIOOYTAaHCYJIbPOHUMUIOMII) OEH3UII) OKCH ) —2— (M3OMHOOJIVNH—
2-miMeTm1) —4H-nimpaH—-4—-0H (coenuHeHMe 71);

5-( (4— (LMKJIONPONIMJIICYJILQOHMII) OeH3UII) OKCHU ) —2— (MBOUHIOJIUH—2—
uiaMeTuJ1) —4H-nimpaH—-4-0H (coemmuHeHUe 72);

5-( (4— (M300yTUIICYJILQOHMII) OeH3MII) OKCHK) —2— (MBO0MHOOJIMH—2—

uiMeTwn1) —4H-tiupaH-4-0H (coemuHeHUe 73);

5-( (4- (S—MeTUJICYJIbOUHUMUIONI) OeH3MII) OKCH) —2— ( (5—
(TPMOTOPME TUIT) UBOUHIOOJIMH—2-1JI) MeTWJI) —4H-ntupaH—4-0H (coenmHeHUe
74) ;

41— ({[6— (1, 3—murnopo-2H-U30MHIOOJI-2—UJIMETUII) —4—-0oKCco—4H-npaH—

3-ui]okculMeTnir) —N— [ ouMe TrJI (OKCHOO ) —Ab—cyinbdadunmneH | GeHsaMu]l
(coemmHeHue 83);

N- [ guMe T (OKcuno ) —A—cynbbanmmmnen] —4—[ ({6—[ (5-dTopP-1, 3—
OIUTUIPO—2H-MB0MHIOJI—2—WJI) MeTui ] —4—-okco—-4H-niupaH—3—

M1} okcH) MeTuJI] OeHsamMun (coenmHeHMe 84);

5-( (4- (S—MeTHUJICYJIbQOHUMNIOMII) OeH3MII) OKCH) —2— ( (5—
(TPUOTOPME TUIT) UBOUHIOOJMH—2-WJI) MeTWJI) —4H-TtupaH—4-0H (coenmuHeHUe
89);

5-( (4- (S—MeTHUJICYJIbQOHUMNUIOMI) OeH3MII) OKCH) —2— ( (5—

(TPUOTOPMETOKCHU ) USOUMHIOOJIMH—2—WJI) MeTUJI) —4H-ninpaH—-4—0H (coemmHeHMe
20) ;
2= (1- (M30MHIOIMH-2-WJI) 3TuJ) —5— ( (4— (S—
MeTWUJICYJIbboHUMMOOWII) OeH3UII) okcHu) —4H-nupaH—-4-oH (coemuHenue 91);
5-((4- (N, S—ouMe TUJICYJIEQOHUMMNIOMII) OeH3MJI) OKCHU) —2—

(M3OMHIOIMH-2-nJMeTnJl) —4H-nimpau—4-0oH (coenuHeHue 92);
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N-{[4-({[6- (1, 3—-aurnopo—2H-MU30MUHAOONI~2-MJIMeTuJ) —4—-okco—4H-
nMpaHd-3-ujl] OKCH } MeTwi1) beHuil] (MeTuir) —A—cynsbadmnmner} —4—
MeTMJIOeH30JIcyIbdoHaMmn (coeluHeHMre 93);

5-((4-(azetuouH—1-xKapOoHWI) —2—0TOopOEH3WII) OKCK) —2—
(M3OMHIOOIMH—2-nIMeTuJ1) —4H-ninpaH-4-oH (coenmHeHMe 95);

2— (M30MHIOOJIMH—-2-MJIMeTnJI) —5— ( (4— (nponaH—2—

WJIICYJIE QOHUMMMOOWMII ) OeH3uII) okcKu) —4H-nupaH—-4-oH (coemmHeHme 103);

5-((5-¢Top—-1- (MeTUIICYNIBEOOHMII) —1, 2, 3, 6—TeTpalMIPpONIUPUINH—4—
WJI) METOKCHU) —2— (MBOUHIOOJIMH-2-UJIMeTIII) —4H-npaH—4—-0H (coeguHeHMe
104);

2— (MBOUMHIOOJIUH-2-MIMeTJI) —5— ( (4— (oKkca3z30JI-2-1JI) OeH3IUJI) OKCH) —

dH-nimpaH—-4-0H (coenmuHeHme 109);

5-((4- (1-TMOPOKCUIUKIIOOYTUII) O€H3UII) OKCK) —2— (M3OUHIOOJIUMH—2—
niaMeTu1) —4H-nupaH—4-oH (coemmHeHune 111);

N—(4- ( ( (6— (M3OMHOOIUH-2-—UJIMeTWII) —4—-okco—4H-nupaH—3—
WJI) OKCU ) MeTHJI) OeH3WJI) MeTaHCcyJIbbdoHaMmn (coemmHeHMe 113);

5-((4—- (3—TuOpoKCHOKCeTaH—3-1J) OeH3WJI) OKCU) —2— (MB3OUHIOOJINH—2—
niaMeTu1) —4H-nupaH—4-oH (coemmHeHue 114);

2= ((5—dTOPUBOMHOOIMH-2-WJI) METUJI) —5— ( (4— (3-TMIPOKCHMOKCETaH—

3-my) 6eH3ui) okcu) —4H-nimpaH—-4-oH (coenmHeHue 115);

5-((4- (3—TMOpOKCHOKCEeTaH—3-1J) OeH3WJI) OKCK) —2— ( (5—
(TPMOTOPMETIWII) USOUHIOOJMH—2~WJI) MeTnJl) —4H-ntmpaH—4-0H (coemmHeHMe
116);

2= (M30MHOOJNIMH-2—uiMeTnJ1) —5— ( (4—- (nupposmuonHa—1—

kapboHwmJ) 6eH3mI) okcKu) —4H-nimpaH—4—-oH (coemuHeHuUe 122);

5-((4- (azeTunuH—-1-rapboHny) OeH3UJI) OKCU) —2— (MBOUHIOJINH— 2~
naMeTm1) —4H-nupaH—4-oH (coenuHeHre 129);

2—( (5-BpoMUBOMHOONMH—2-MJI) MeTWJI) —5— ( (4— (muppoIManuH—1—
kapOoHmI) OeH3myI) okcu) —4H-nupaH—-4-oH (coemuHeHue 130);

N- (rtpeT—0yTui) —4— ( ( (6— (M3OMHOOJIMH—2—UJIIMeTJI) —4—0okco—4H—
IMpPaH—-3-WUJ) OKCHU) MeTJI) OeH3amMun (coenuHeHue 131);

4— ( ( (6—MBOMHOOJIUH—2-MJIMeTUII) —4—-0oKco—4H-nupaH—3—
ui) okcu) MeTui) —N, N-numszonponmiabeHzammun (coenmHeHve 134);

- (( (6= ( (5—XJTOPUBOUHIOOIUH—2-WJI) MeETWUJI) —4—okco—4H-nupaH—3—

W) okcH) MeTuJI) —N, N—ouMeTund®eH3aMmn (coemmHeHMe 137);
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4= (( (6= ( (5—METOKCUMBOUHIOOJIMH—2-W1JI) METWUJI) —4—-0oKCco—4H-TiMpaH—3—
MJI) okcH) MeTuJ1) —N, N-ouMeTuiOeH3aMI (coeIMHeHMe 138);

N, N—gumeTui—4- ( ( (4—oxkco—6— ( (5— (TpudTOpPME TUJI) UBOUMHIOJIUMH—2 —
wi1) MeTuJ1) —4H-nrpaH-3-uJI) okCcu) MeTuJ1) OeHzamMmun (coeamHeHme 139);

(B)=3-(4-( ( (6— (M3OMHOOIMH-2—MJIMeTUJI) —4—0oKCo—4H-nupaH—3—
WJI) OKCH) MeTuJI) eHn) —N, N-auMe TuJlaKkpuilaMiun (coeluHeHre 146) ;

5-((4- (3, 3—gudropazerunri—-1-rKapboumi) 6eH3my) okcu) —2— ( (5-
METOKCUMI3OMHIOOJIUH—2-1JI) MeTuJl) —4H-ninpaH—-4-0H (coeluHeHMue 162);

3, 5—oudTop—4—( ( (6— (M3OUMHIOOIUH—2-MJIMeETWJI) —4-0okco—-4H-nupaH—3—

uJI) okcu) MeTuJr) —N, N-oumMeTuibeH3aMun (coelIuHeHMre 172);

N—=((4-(((6— (M3OMHIOOJMUH—2-WJIMeTWJI) —4-okco—4H-nnpan—3—
MJI) OKCHY) METWJI) UMKJIOTEKCHWII) METWJI) METAHCYJIEQOHAMMU] (coeOIMHeHMe
173);

5-((4-( (1, 1-IMOKCHUIOMUBOTHAZOJIMONH—2—

WJI) METWJII) UMKJIOTEKCUII) METOKCHU ) —2— (MBOMHIOOJUH—2-UIMeTWUJI) —4H-nipaH—

4-0H (coemmMHeHUe 176);

5-( (1- (MeTuICYJIbOOHWII) IUIEePUONH—4~1JI) METOKCH ) —2— ( (5—
(TpudTOPME TIII) U3OUHIOJIUH-2-1JI) MeTuJI) —4H-nupaH-4-0H (coenmHeHMEe
184);

2= (M3OUMHOOIVH—-2-UJIMeTJI) —5— ( (1- (MeTuJICyJibQOHWII) MUIepUaOnuH—4—

ni) MeTokcu) —4H-nmupaH—-4-oH (coenuHeHue 185);

2= ((5—0dTOPUBOUMHOOIMH—2—WJI) METWJT) —5— ( (1—
(MeTUJIICYJIE QOHWIT) IUllepUIMH—4—1J1) MeTokcHK) —4H-ninpaH—4—0H
(coemmHeHMe 1860) ;

5—( (1- (UMKJIIOTIPONIMIICYJIE QOHWIT ) IUIIePUOMH—4—1JI) METOKCH ) —2—
(M3OMHOOJMH-2-—UJMeTui) —4H-nnpad—-4—-0oH (coenamHeHMe 187);

5-((1- (aTMiCcynbOOHWI) IUIIEPUINH—4—JI) METOKCH ) —2— (M30MHIOOJIMH—
2-niMeTwnJ1) —4H-ntupaH—4-oH (coenuHeHue 188) ;

5-((1- (aTMicynbOOHMI) IUNIEPUINH—4—1JI) METOKCH) —2— ( (5—
dTOPM3OMHOOIMH-2—WJI) MeTWJI) —4H-TiupaH—-4-0H (coenmHeHue 189);

5- ( (1- (UMKJIONPONIMJIICYJIEQOHWII) MIUIePUANH—4—1JI) MeTOKCHK ) —2— ( (5—
bTOPM3OMHOONIMH—2—1WJI) MeTwJT) —4H-niupaH—-4-0H (coenmHeHMe 190) ;

5-((1- (aTMiCcynbdOHMI) —4—Me TUIINIUIIEPUIMH—4—1JT) METOKCH) —2—
(M3OMHOONIMH-2-MJIMe T ) —4H-nnpaH—-4—-0oH (coeamHeHMe 192);

2= (1-M30MHOOIVH—-2-1JI) 2TWJI) —5— ( (1- (MeTuJICYJIbLOOHMII) IUIIePUOVH—

d-my1) MeTOoKCK) —4H-nmpaH—-4-0H (coeluHeHMNe 195);
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2= (MBOMHOOIUH—2-UIIMeTUJI) —5— ( (TeTparunpo—2H-Tuonmpasn—4-—

mi) MeTokcK) —4H-nnpad—-4-oH (coemuHeHMe 196) ;

5-( (1- (MeTHUICyYJIEQOHWII) IUNIEePUOUH—4—1JI) METOKCHU) —2— ( (5—
(TPUOTOPMETOKCH ) UBOUMHIOOJMH—2—WJI) MeTwJl) —4H-nupan—4-0H (CoelMHEeHUe
205);

2= ( (5-MeTUIN30MHOOJIMH—2—1JI) MeTuJI) —5— ( (1—-

(MeTUIICYJIEQOHWII) IUNIePUOMH—4—1JI) MeTOKCHU ) —4H-ntupaH—4—-0H
(coenmHeHue 211);

2= (M30UMHIOJINH-2—UIMeTUII) —5— (3— (1— (MeTUJICYJILOOHWII) IUIIePUIVNH—
4-ui) nponokcu) —4H-nupaH—4-oH (coenuHeHue 213);

2= (M30UMHIOOJIUH—-2-UIMeTWUJI) —5— ( (1— (muppoamuaonH—1—

KapBOOHWI) IUNepUIMH—4-1jI) MeTOKCHU ) —4H-inpaH—4-0H (coenuHeHue 215);
5-(((1lr,4r)-4- (1, 1-ODMOKCHUIOMBOTHUAROJIMONH—2—

WJI) UMKJIOTEKCHUII) METOKCH ) —2— (MB30MHOOJIVH— 2 -MiIMeTuJ1) —4H-ntnpaH—-4-0H

(coenmHeHue 216);

4— ( ( (6= (MBOMHIOOJIUH—2-UIIMeTWII) —4—0okco—4H-niupaH—3—

WJI) OKCHU) MeTuJI) —N, N-IMMe TUJILMKIIOTeKCcaH—1-KapboKkcaMm (coenmmHeHMe
217);

N-nurgonponuii—N— (4— ( ( (6— (MBOMHOOJMH-2-WUJIMeTuJ1) —4-okco—4H-
OMpPaH—3-WJI) OKCHU ) METWJI) UMKJIOTE€KCWJII) METAHCYJIbOOHaMMUI (coenmmHeHUe
219);

5- ((1-0yTUPUINIUIEPUANH—4~1JI) METOKCH) —2— (M3OMHIOOJIMH—2~
mwimMeTni) —4H-nimpaH—-4—-0H (coenuHeHMe 221);

5-((1-(2, 2—-oudTOopPHPONaHOWJI) IUIePUIMH—4~1JI) METOKCHU) —2—
(M3OUHOONMH—2—UIMeTnJ1) —4H-nnpaH—-4-0oH (coenamuHeHUe 222);

2= ((5—0TOPMBOMHOOIVH—2~W1JI) METWUJI) —5— ( (1 ~TIPONMOHUIINIUIIEPUIVH—

4d-umi) meTokcH) —4dH-ntupaH—-4-0H (coenuHeHMe 224);

4d— ( ( (6= (MBOMHIOOJIUH—-2-UIMeTWII) —4—0okco—4H-nupaH—3—
WJI) OKCHU) MeTuJI) —N, N—IOMMe TUJINIUIIEPUAMH— 1 —CyJIbdoHaMM (coenmHeHUe
225);

5— ((1- (UMKJIIOIIPONaHKaAPOOHWII) IUIIePUONH—4—1J1) METOKCHU ) —2—

(MBOUMHOONIUH-2-MIMeTuJ1) —4H-nupad—-4-oH (coenuHeHUe 226);
4d— (( (6= (M3OMHIOOJIUH—2-MJIMETWJI) —4—0oKCco—4H-nnMpaH—3—
WJI) OKCH) MeTUJI) ~N-U30NpONMUIINIUIIEePUANH- 1 -KapOoKcaMu (coemvHeHUe

229);
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A= (( (6= ( (5= 0TOPU3OUHOOJINH-2—WJI) MeTWJI) —4—okco—4H-nmpaH—3—
WJI) oKCcH) MeTwuJI) —N, N-OIVMe TUIINUIePUONH—1 - CyJIbboHaMM I (coengmHeHMe
230);

2= (M3BOMHOOINH-2-MJIMeTUJI) —5— ( (1- (Mopdosmu—4—

KapOOHWJI) NUIlepUOINH—4-1JI) MeTOKCK ) —4H-niupaH—-4-0H (CcoeIMHeHMe 232);

5-((4- (azeTuomuH—1-KapBOHWI) UIMKJIOTEKCHUII) METOKCHU ) —2—
(M3OoMHOOJMH-2—uiMeTuJl) —4H-nupaH—-4-oH (coenuHeHue 234);

2— (MB3OUMHIOOJIMH-2-UJIMeTHJI) —5— ( (1-(2—
(MeTUJICYJIEQOHWII) alle TWJI) NullepuinH—4-mi) MeTokcK) —4H-nupasH—-4-0H
(coenmmHeHmMe 238);

5-(((1lr,4r)-4—-alueTUIILUUKIIOTEKCIUII) METOKCHU) —2— (M30OMHIOJIMH—2—

nnMeTmi1) —4H-nimpaH—-4-0H (coenuHeHue 244);

5- ( (1-IponMOHMINIUIEPUOAUH—4-1JI) MeTOKCHK ) —2— ( (5—
(TPUdTOPMETUIT) U3OUHIOOJIMH—2—1JI) MeTuJl) —4H-nmpaH—-4-0H (CoemMHeHUe
2443a);

2= ( (5= ((1- (MeTUJICYJIbEQOHWII) IUIIEPUIMH—4—1JI) METOKCHU) —4—0KCO—

dH-TIMpaH—2-WJI) METUJI) U3OUMHIOOJIMH-5—KapOoHUTPpUJI (coenamHeHue 245a);

1- (4= (((6— (MBOUMHIOOIUH—2-MJIMeTIJI) —4—-okco—4H-nupaH—3—
WJI) OKCH ) METWJI) IUNepunrH—1-1j) —4-MeTuineHTad—1, 2—-OM0OH (coegmHeHMe
249);

2= (MB3OMHOOJIUH-2-MJIMeTIUJI) —5— ( (1 -IrBajJouInunepuIuH—4-—

i) MeTokCcHu) —4H-niupaH—-4-0H (coemmuHeHUe 251);
2= ( (4= (( (6= (MBOUHOOIMH-2-MUJIMEeTUJI) —4—0okCco—4H-nupaH—3—
WJI) OKCH ) METWJI ) IUIIePUOVH—1~1JI) CYJIEQOHWII) alle TOHUTPWII (coegmHeHMe
254);
2= (M30OMHIOOIUH-2-1JIMeTUJI) —5— ( (1- ( (1-MmeTmi—1H-nupaszoJ—5-
WJI) CYJIEQOHWII) IUIePpUIUH—4—1J1) MeTOKCU) —4H-ninpaH—4—-0H (coemuHeHNe
255);
2= (4= (( (6~ (M3OMHOONIMH—2-UJIMeTul) —4—okco—4H-nnpaH—3—
WJI) OKCH ) MeTWJI ) IUNIepUOVH—1-1JI) —2—-0KCcosTuJlalleTaT (coenmHeHue 257);
2= (M3OMHIOOJUH-2-MJIMe TUJI) —5— ( (1 -IpONMOHUIIIUIIEePUOANH— 4 —
W) MeTokcu) —4H-nupaH—-4-0H (coemuHeHue 261);
2— (M30UMHIOOJIMH—2-MJIMeTHJI) —5— ( (1-( (2—
METOKCHUDTUII) CYJIEQOHWIT) NUlepUIH—4-1JI) MeTOKCK) —4H-ninpad—-4-0H

(coemmuHeHre 262);
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5-((1- (M30B8y THUICYJTEOOHMIT) IUNIEPUIVH—4—UJI) METOKCHU ) —2—
(M3OMHIOONUH-2-MIMeTuJI) —4H-nimpad—-4-oH (coenmHeHue 271);

5- ( (1-1B00y TUPUIINUIIEPUINH—4—1JI) METOKCHU) —2— (MBOMHOOJIMH—2—
naMe T ) —4H-nupad-4-0H (coenmHeHUe 272);

4—((6— ( (5—OpPOMMBOMHIOOJIMH—2~1JI) MeTIJI) —4—0okco—4H-nnpaH—3—

WIIOKCHU ) METWJI) OEH30HUTPUIJI (coenuHeHne 278) ;

5-((4- (S—MeTMJICYJIbQOHUMMOOMII) OeH3MIJI) OKCH) —2— ( (5—
(TpUdTOPME T ) UBOMHIOOJIMH-2—WJI) MeTuJ) —4H-ntupaH—-4—-0H (coegmHeHMe
285) ;

5-( (4— (R—-MeTMJICYIEOOHUMUIOOMII) OeH3MII) OKCH) —2— ( (5—
(TPUOTOPME TIUIT) UIOUHIOJNH—2-1J1) MeTuJ1) —4H-ntupaH—-4-0H (coemmHeHUe
286) ;

U VX TAyTOMEPHI U (papMaIleBTUICCKH MPUSMIIEMBIC COJIH.
[IpuMepbl MPENMOYTHTENBHBIX COSAUHCHUN APYToil rpymmbsl popmyisl (I) BKIrOUaroT
2— (MBOMHIOOJNIMH-2-MJIMeTIJI) —5— ( (4—

(MeTHMIICYJIEQOHWMIT) OeH3WII) OKCcK ) —4H-nnpaH—-4-0H (coenuHeHue 1) ;

N, N-gusTmi—4— ( ( (6— (M30MHIOINH-2-WJIMeTUJI) —4-okco—4H-nupaH—3—
WJI) OKCHU) MeTWJI) OeH30JICYJIbPoHaMm (coemuHeHue 4);

2— (MB3OMHIOOJIMH—2—MJIMeTJI) —5— ( (4—
(MopbosmMHOCYNIBOOHMII) OeH3MII) OKCH ) —4H-nnpaH—4-0H (coeIMHeHMe 6) ;

2— (M3OMHIOOJMH—2—UIMe T ) —5— ( (4— (munepuamuH—1-—
WIICYJIbGOHMIT) OeH3UII) Okcu) —4H-impaH—4-0H (coenuHeHUe 7);

5-((4- (azeTuiIVH—-1-MJICYJIbOOHMII) OEH3WUII) OKCHU) —2— (M30OUHIOOJIMUH—2—
niaMeTus) —4H-niupad—-4-oH (coeauHeHMe 9);

41— ( ( (6— (M3OMHIOOJIUH—2—UJIMeTWJI) —4—0oKco—4H-nupaH—-3—
MJI) OKCU) MeTUJI) —N— (2-MeTOKCUDTIUJI) ~N-MeTuJI0eH30JICYJILoHaMN
(coemmHeHue 20);

5-( (4— (pTUICYIBEOOHMII) OEH3WUII) OKCHU) —2— (U3OUHIOOJMH—2—MJIME TIJI) —
dH-nMpaH-4-0H (coenuHeHue 24);

2— (M3OMHOOJIMH—2—MJIMeTIJI) —5— ( (4—
(MzonmponmMIICYNIbOOHMII) OeH3MII) OKCHU ) —4H-inpaH—4-0H (coenuHeHMre 25);

2= ( (5, 6—-IMOTOPUBOMHIOINH-2—WUJI) MeTWJI) —5— ( (4—

(MeTMIICYJIEQOHWMII) OeH3WII) OKCK ) —4H-n1paH—-4-0H (COoeIMHEeHUe 26) ;
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2— (MBOUMHIOOJIMH—2—UJIIMeTUJI) —5— ( (4—( (2—
METOKCUBTWII) CyJIbQOHMII) OeH3UII) OKCcK ) —4H-ninpaH—4-0H (coennHeHMUe
28);

2= ((b—0TOPU3OMHIOOIMH—2-WJI) MeTuJ1) —5— ( (4—( (2—
METOKCUBTWII) CyJIbQOHMII) OeH3UII) OKCcKu ) —4H-nnpaH—4-0H (coemmHeHMe
29);

5-((1-( (5—xJyopTHodbeH—3-1uJ) CyJIbOOHWUII) a3eTUIMH—3—WJI) METOKCHU ) —

2— (M3OMHIOOJIUH—2-WUJIMeTuJI) —4H-niupad—-4-0oH (coenmuHeHue 30);

5-( (4-aueTuIOeH3UJI) OKCH) —2— (UBOUHIOJINH-2—UJIMeTIWJI) —4H-InpaH—
4-oH (coepmmuHeHmMe 31);

5-((2-dTop—4- (MeTUJICYJILOOHMII) OEHBMII) OKCU) —2— (M30UHOOJIUH—2—
uiamMeTu1) —4H-nupasi—-4-oH (coenouHenue 34);

5-((4- (4-0OpoM—1H-mimpaszoJ—1-ui) OeH3UII) OKCHU) —2— (MB30OMHIOOJINH—2—

niMe T 1) —4H-nupau—-4-0H (coenuHeHMre 39);

2= ((3,4-oUTUOPOUBOXMHOJIMH—2 (1H) —1i1) MeTw1) —5— ( (4— (2—
TUOPOKCHU—2—MeTUJINPONUI) OeH31JI) OKCcK) —4H-nupaH—4—0H (coemnHeHMe
46) ;

d—(((6-((6—MeTOKCU—3, 4—IUTUIPOUBOXUHOJIMH—2 (1H) —1J1) MeTmJ1) —4—

okCO—-4H-MpaH—3-WJI) OKCU) METUJI) OEH30HUTPUIJI (coelmHeHre 53);

3-dTop—4-(( (6— (M3OMHOOIMUH—2-UJIMeTUJI) —4—-okco—4H-ntupaH—3—
MJI) OKCH) MeTwJI) OeH3aMmun (coenmHeHMe 56) ;

3-dpTop—4-(( (6— (M3OMHOOIMUH—2-UJIMeTUII) —4—okco—4H-tupaH—3—
M) okcK) MeTuJ1) —N, N-numeTunbeH3aMmun (coemmMHeHMe 61);

2= ((5-dTOPU3OMHIOOIMUH—2-WJI) MeTUJI) —5— ( (4—
(MeTUJICYJIEOOHMII) OeH3MII) OKCcK) —4H-nupaH—4-0oH (coenuHeHne 63);

2= ( (5—XJIOPM30OMHOONIMH—2~1JI) MeTuJI) —5— ( (4-
(MeTUIICYJIEGOHMIT) OeH3WII) OKCK) —4H-niupaH—4-0H (coenuHeHMre 64);

2— (M3OMHIOOJUH—2-UJIMeTuII) —5— ( (TeTparnnpo—2H-nimpan—4-
ui) MeTokcu) —4H-niupa"n—-4—-0H (coelMHeHUe 67) ;

5-( (4- (MeTUJICYJIEOOHMIT) OeH3MUII) OKCK) —2— ( (5—HUTPOUBOMHIOOJINH—2—
i) MeTwJ1) —4H-ntupaH—-4-0H (coemuHeHue 68);

N— (2= (4—( ( (6— (MBOMHIOOJIUH-2-—UIMETWJI) —4—0oKCcOo—4H-nnpaH—3—
WJI) OKCU) METUJII) QEHWJI) IPpOollaH—2—WJI) aleTaMUI (coenuHeHre 69) ;

2— (M30MHOOJIMH-2-UJIMeTHJI) —5— ( (4—

(MeTUJIICYJIBOUMHMII) OeH3UII) OKCK) —4H-nupaH—-4-0H (coenuHeHue 81);
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2— (M30MHIOOJIMH-2—MJIMeTUJI) —5— ( (4— (MeTuITHO ) OeH3MJI) okcu) —4H-
nupaH—-4-0H (coelMHeHUe 82);

4= (( (6= ( (5, 6—-IUPTOPUBOUHIOOJIMH—2~WJI) MeTUJI) —4—okco—4H-nupaH-—
3-1J1) okCcH) MeTuJI) —N, N-gumMeTmiiOeH3aM, (coenmHeHMe 82a);

2— (M30OMHIOOJMH-2-UJIMeTUJI) —5— ( (4— (S—
MeTUJICYJIbLOUHMMMOOWII) OeH3uII) OKCK ) —4H-nupaH—4-o0oH (coenuHeHue 85);

2— (M30OUMHOOJMUH—2-MUJIMe TUJI) —5— ( (4— (S—
MeTUJICYJIbLOOHMMMOOWII) BeH3WII) OKCK) —4dH-nupaH—4-oH (coenuHeHue 86) ;

2= ( (5—bTopM3OMHOOIMH-2-1JI) MeTIJI) —5— ( (4— (S—
METWJICYJIb QOHUMMMAOOMIT) 6eH3MJI) OKCK) —4H-inpaH—4-0H (coennHeHMe 88);

N-{[4-({[6- (1, 3—ouruopo—2H-M30MHIOOJ-2-MJIMeTIUJI) —4—okco—4H-
nupaH-3-1J1] oKkCcK }MeTmJI) eHus1] (MeTuiI) okcuno—A°—cyisbadunmuneH }
(coenmHeHue 94);

5-((4— (N-2THJI-S—MeTUJICYJIEOOHUMMUIOONII) OeHB3MII) OKCU) —2—
(M30OMHOONMH-2-1JIMeTuUJI) —4H-niupaH—-4-0H (coenuHeHue 97);

2= (MBOUHIOOIMUH—2-MIMeTUJI) —5— ( (1- (MeTUICyJIbdOHMII) -1, 2,3, 6—

TeTpalUMIpOIUPUIMH-4-1Jl) MeTokCHK) —4H-nnpaH—-4—-0H (coemmHeHue 98);

5-((1-(oTuicynsdonHmi) —-1,2, 3, 6-TeTpalUIPONIUPUONH—4—
WJI) METOKCH) —2— (MB3OUHOOJIUH-2-UJIMeTJI) —4H-ntupaH—4-oH (coemmMHeHMe
99) ;

2— (MBOUMHIOJIUH—2-UIIMeTIJI) —5— ( (1— (M30IpOnIMIICYJIEQOHMIT) —

1,2,3, 6—TeTparugponupninH—4—mui) MeTokcK) —4H-impaH—4-0H
(coenmuenue 100);

5-( (4— (2TUICYIBLOOHMMMOOMII) OeH3WII) OKCH) —2— (MBOUHIOOJIMUH—2—
miMeTnJ1) —4H-nupaH—4-oH (coenmHeHue 101);

5-( (4— (2TMIICYJIE QOHMMMIOWJI) OEH3MJI) OKCHU) —2— ( (5—
OTOPM3OMHIOONIMH—2~1JI) MeTWJT) —4H-iupaH—-4-0oH (coemmHeHue 102);

5-((4-(1H-1, 2, 3—-Tpmras3ojy—1-ui) OeH3WUJI) OKCH) —2— (MBOUHIOOJIUH—2—
mwiMeTnJ1) —4H-nupaH—4-0oH (coenuHeHue 107);

5-((4-(1H-nmpazoiy—1-wnj) OeH3UII) OKCU) —2— (MBOMHOOJIVNH—2—
niMeTnJ1) —4H-nupaH—-4-o0H (coermuHeHue 108);

4— (( (6— (MBOMHOOJIUH-2-MUJIMeTUJI) —4—0oKco—4H-nupaH—3—
WJI) okcu) MeTuJ1) —N, N—ouMeTmiibeHzaMmn (coemguHeHMre 120);

2= ( (3, 4—ourunpon30xmMHOJIMH-2 (1H) —1i1) meTnir) —5— ( (4-

MeTokCcubeH3ms )okcu)-—4H-mupaH—-4-oH (coenmHeHue 121);
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d—(((6—((6-0Q0TOpP—3, 4—OUTUOPOUIOXMNHOJMUH—2 (1H) —11) MeTWJT) —4-—
okco—4H-nupaH—3-W1JI) OKCH) MeTuJI) —N, N-nrMe TuiIbeH3aMnI (coenmHeHMe
124);

N, N-ngusTuin—4- ( ( (6— (M30MHIOIUH—2-UIMeTMIJI) —4-okco—4H-nupaH—3—

MJI) OKCHU) MeTWJI) OeHz3aMUn (coeIMHeHMe 126);

A= (( (6= ( (5—QTOPUBOUHIOONIMH—2—WJI) MeTWJ1) —4—-0oKkco—4H-nupaH—3-—
M) okcr) MeTuJI) —N, N-guMeTuI0eH3aM1I (coenuHeHme 127);

2= (MBOUMHOOJUH—2—MIMeTnJ1) —5— ( (4— (munepuomua—1-—

kapboHm) 6eH3mI) okCcKu) —4H-nimpaH—-4-0oH (coenuHeHMe 128);

N- (rtpeT-0yTmi) —4- ( ( (6—( (3, 4—OUTUOPOU3OXUHOINH-2 (1H) —
Wi1) MeTuJl) —4—okco—4H-nMpaH—3-1JI) OKCHK ) MeTIWJI) OeH3aMUI (coenmHeHMe
135);

2= (4-(( (6= (M3OMHOOIUH-2-MJIMeTUJI) —4—-okco—4H-nupau—3—

WJI) OKCH) MeTuJI) eHni) —N, N-ouMe TujlaleTaMmun (coenuHeHue 136) ;

4— (( (6— (MBOMHOOIMH-2—UJIMeTUII) —4—0oKkco—4H-nupaH—3—
W) okCcu) MeTwJ1) —N-m3onponuibeHzavmun (coenuHeHue 140) ;

N-rexkcmi—4- ( ( (6— (M30MHIOONIUH—2-UJIMeTWII) —4—-okco—4H-nupaH—3—
MJI) OKCHU) MeTWJI) OeH3aMUI (coelIuHeHMe 142);

2= (4—(( (6~ (M3OMHIOOIUH-2-UJIMeTMI) —4-0okco—4H-upaH—3—
WJI) OKCH ) MeTUJI) 6eH3aM1I0 ) —2—MeTuJInIponmialieTaT (coenmHenue 143);

N- (2-tunporcuaTui) —4— ( ( (6— (MBOMHIOOJIUH—2-MJIMeT1JI) —4—-okco—4H-
OUpaH—-3-WJI) OKCHU) MeTuJI) —~-N-MeTusiOeH3amMun (coenuHeHue 147) ;

5-((4- (3, 3—oudTopazeTunuH—1-xkapOoHWII) BEH3UII) OKCHU) —2—
(M3OMHOOJUH-2-MIMeTuI1) —4H-ninpad—-4-0H (coemuHeHMe 158);

5-((4- (3, 3—oudTopazeTunuH—1-kapOoHmi) 6eH3UI) OKCH) —2— ( (5-
dTOPM3OMHIONIMH-2—1WJI) MeTuJI) —4H-niupad—-4-0H (coeIuHeHMe 161);

2= ( (5—XJOPU30OMHOONMUH-2~UJI) MeTuJ1) —5— ( (4— (3, 3—nudTopazeTUIUH—
l-xap6oHwmy) 6eH3uI) okcu) —4H-nupau—-4-oH (coenuHeHme 163);

5-([1,1'"-6udpeHmyi] —4-MJIMETOKCHU) —2— (U3OUHIOJIMH—2-—MUJIMeTUJI) —4H—
nupaH—-4-oH (coemuHeHue 164);

2= (MBOUMHOOIUH—2-MJIMeTIJI) —5— ( (4— (IMpUOMH—2—-1JI) OEH3WJI) OKCH) —
4dH-niMpaH—4-0H (coenuHeHMe 165);

5-((4— (pTUICYIBLOOHUMMIOOMI) OeH3MJI) OKCU) —2— ( (5
HUTPOUBOMHIOOJMUH—2~1JI) MeTuJ1) —4H-inpaH—-4—-0H (coenmHeHMe 168);

N-OyTmi—4—( ( (6— (MBOMHIOIMUH—2-WUJIMeTJI) —4—-okco—4H-nupaH—-3—

MJI) OKCHK) MeTuJI) OeHzaMun (coeIuHeHMe 169);
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2, 6—oupTop—4- ( ( (6— (M3OMHIOONMH—2-MJIIMeTWUJI) —4—-okco—4H-nnpaH—3—

uil) okcu) MeTwJI) —N, N—nuMeTnjOeH3aMmun (coenuHeHMe 174);

2— (M3OMHOOJIMH-2-naMeTnJ1) —5— ( ( (1R, 5S) -8 (mMmeTuJICyIbQOHMII) —8—
az’abuuukio[3.2.1]okTal—3—wui)MeTokcK) —4H-ntupaH—4-0H (coenmMHeHUEe
177);

5-(((6— (M3OMHOOMMH-2-MJIMeTWUJI) —4—-okco—4H-nnpaH—3—

MJI) OKCHU) METWUJI) USOMHIOJMH—1-0H (coeIMHeHMe 180);

4= (( (6= ((5—0TOPMUBOUHIOONMH—2-WJI) MeTuJI) —4—okco—-4H-ntmpaH—3—
ni1) oKCK) MeTuJi) —N, N—OuMe TUIINIUIIe pPUIMH— 1 —KapBoKCcaMUI, (coenmMHeHUE
181) ;

2— (M30UMHIONMUH-2-MJIMeTIJI) —5— ( (d—MeTHmI—1—

(MeTHIICYIbOOHWII) IUNIePUOVH—4-1JI) MeTOKCHY ) —4H-ntMpaH—4-0H
(coegmHeHme 191);

N-(4- ( ( (6— (M3OMHOOINH-2-UMJIMeTWUJI) —4—okco—4H-nrpaH—3—
WJI) OKCK) MeTuJI) —1l—okcumoreTparunpo—2H-Tuonmpas—1—uiamnuneH) —4—
MeTUJIOeH30JICYJIbdoHaMm (coenmHeHue 194);

2= (MBOMHOOJMH—2-UJIMeTUJI) —5— (2— (1- (MeTMJICyJIb QOHWII) IUIIEPUIMH—
d-wni) sTokcu) —4H-nmpad—-4-0H (coenuHeHue 198) ;

(R) —TpeT-06yTuii—3— ( ( (6— (M30MHOOJINH-2-UJIMeTIJI) —4—-okco—4H-
OVpaH-3-1JI) OKCU) MeTWJI) NIUPpPOoInInH—1-kapbokcuiaT (coenmHeHue 199);

(S) —TpeT-06yTui—3— ( ( (6— (M3OMHOONNH—2-UJIMeTIJI) —4—-0oKkco—4H-
OUpaH—-3—WJI) OKCHU ) MeETUJI) INPPOJUIMH—1-KapbokcuiaT (coenuHeHue 200) ;

5-((1- (MeTUJICYyJIbQOHWI) IUNEPUINH—4—JI) METOKCU) —2— ( (5—
(METUIITHO ) MBOUHIOOJIMUH—2-1WJI) MeTuJ1) —4H-npad—-4-oH (coenuHeHue 208);

2= ( (5, 7T-ourunpo-6H-[1, 3] nuokcojyo[4, 5—f]uzomHIOJI—6—
i) MeTui1) —5— ( (1— (MeTuJICyJbOOHWII) IUNIepUnH—4-1ni) MeToKCHK ) —4H—
nupaH-4-oH (coemuHeHue 209);

2= ( (5, 6-IMOTOPUBOMHIOJMH—2—MJI) MeTUJI) —5— ( (1—
(MeTHIJICYIbOOHMII) IUepuOnH—4-1JI) MeTOKCHK ) —4H-ntupaH—4—-0H
(coegmueHmMe 210);

2— (MBOMHIOOJUH—2-UIMeTWJI) —5— (3— (mnpuouH—4-1J1) nponokcu) —4H—
nupaH—-4-0oH (coemuHeHne 214);

N—(4-( ( (6— (M3OMHOOJNH-2-MJIMeTuJI) —4—okco—4H-nnpaH—-3—
MJI) OKCK) METWJI) UMKJIOTeKCWJI) —~N-MeTHUIJIMe TaHCYJIb QOHaMN I (coenvHeHNe

218);
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2— (M3OMHIOJMH-2-UJIMeTUJI) —5— ( (4—
(MeTMIICYJIEQOHMII) UMKJIOTEeKCUJI) MeTOKCH ) —4H-nnpaH—4-0H (coemuHeHMe
220) ;

5-((1-(2, 2-nudTOopIpPONaHOonI) IUIIEePUIMH—4—1JI) MeTOKCHU) —2— ( (5—

OTOPMBOUHOONNH-2—WJI) MeTnJl) —4H-ninpaH—-4-0H (coemuHeHuUe 223);
4—( ( (6— (MB3OUMHOOIMH—2-MJIMeTuJ) —4—okco—4H-ntmpaH—-3—
WJI) OKCU) MeTuJI) —N-MeTMJILUKJIOTeKCcaHkapBokcaM1a (coenuHeHue 227);
4—(( (6— (M3OMHOONIMH—2-MJIMeTuJ1) —4—-okco—-4H-nmupaH—3—
W) OKCH ) MeTwuJ1) —N-MeTuinurepuamua—1l-kapbokcaMmn (coenmMHeHre 228) ;
5-((1-(azeTunuH-1-xKapBOOHWJI) IUIEPUIVNH—4—1JI) METOKCHU) —2—
(MB3OMHIOOMH-2—uJMeTnJI) —4H-1inpaH—-4-oH (coemuHeHue 231);
2— (MB3OMHIOOJIMH—2-MJIMeTIJI) —5— ( (4— (okCceTaH—3—
micyJibboHMII) OeH3miI) okcu) —4H-niupaH—-4-0H (coemmuHeHMe 233);
5-((4-dpTop—1- (MeTUIICYJIEOOHWIT) IUNIEPUANH—4~1JI) METOKCH ) —2—
(M30OMHOOJMH-2-1JIMeTUJI) —4H-tMpaH—-4-0H (coemuHeHue 235);
5-((4-dTop—1- (M30OPONUIICYJIEOOHWII) IUIIEPUANH—4~1JI) METOKCH ) —2—
(MBOMHIOOMH-2—UJMeTUJI) —4H-1inpaH—-4-0H (coemuHeHUe 236);
5-((4-dpTop—1- (MeTUJICYJIbOOHWII) IUIIEPUOAMH—4—1JI) METOKCHU) —2— ( (5—
OTOPMBOUHOONNH-2 1) MeTuJl) —4H-nnpaH—-4-oH (coemuHeHue 237);
N—{[4-({[6- (1, 3—nuTHunopo—-2H-MB0MHOOJI~2-MJIMeTIJI) —4—-okco—4H-
OMpaH—3-MJI] OKCH } MeTIJI) UMKJIOTEKCIUII] (MeTII) OKCULO—A%—
cyJbdaHuamunoeH } —4-MeTuideH30JCcYJbdoHaMnn (coemomuHeHue 239);
2= ( (5—xXJIOpPU30OMHIOOJMH—2~1JI) MeTuJ1) —5— ( (1-
(MeTMIICYJIBOOHMII) IUIepunnH—4-ui) MeTokcu) —4H-nupaH—4-oH
(coemmHeHMe 241);
N-umrjgonponmii—4- ( ( (6— (M30OMHIOOIMH-2-MJIMeTUJI) —4—0oKco—4H—
OVpaH—3-WJI) OKCU) METWJI) IUepunnH—-1-kapbokcaMul (coeamHeHue 247);
N— (tpeT-0yTmi) —4— ( ( (6— (M30OMHOOIMH—2-MUJIMeTuJ) —4-okxco—4H-
OMpaH—3-WJI) OKCHY) MeTWJI) IUIIepuInH—1-KapOokcamun (coeluHeHMne 248);
4—(( (6— (M3OMHOOIMH—2-UJIMeTuJ1) —4—okco—4H-nupaH—3—
WJI) OKCU) MeTKJI) —N-Me TUJINIUIepuanH—1-kapdoTuoamun (coenmHenue 250) ;
5-((l-aueTnnnmUnepUOUH—4-1J1) METOKCH ) —2— (U30MHIOOJIMH—2—
niaMeTu1) —4H-nmpan—-4-0H (coenuHeHMe 252);
5-((1-((4-dTopdeHns) CyJibQOHWII) IUNIEPUIUH—4~1JI) METOKCU ) —2—

(MB3OMHIOOMH-2—UIMeTUJI) —4H-1inpaH—-4-0oH (coemuHeHUe 256);
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5- ( (1-axKpUJIOMJIIUIIEPUANH— 4 —JI) METOKCH ) —2— (M3OUHIOJIUH—2—
mwiMeTw1) —4H-nupan—-4-0oH (coemOmHeHMe 258);

5-((1- (dypaH—-2-xapOOoHWJ) IUIepPUINH—4~-1JI) METOKCH) —2—
(M3OMHOONMH—2-UIMeTWUJI) —4H-niupad—-4-oH (coenuHeHue 260) ;

2= (MBOMHIOOIMH—2—MJIMeTIJI) —5— ( (1— (nuppoamuouH—1—

WICYJIBQOHWII ) IUIIepUONH—4—1J1) MeTOoKCHK) —4H-TtmpaH—-4-0H (coenuHeHME

267) ;
5-((1-(azeTmunuE—1-MJICYJIbOOHWII) MIUIIEPUIMH—4—JI) METOKCHU ) —2—
(M3OMHOONMMH-2-1JMeTWJI) —4H-nMpaH—-4-0H (coenuHeHMe 268);
STUII-2— (4= ( ( (6— (M30MHOOIMH-2-UJIMeTUJI) —4—-okco—4H-nmpau—-3—
WJI) OKCHU ) METWJI) IUIIePUONH—1-1JI) —2—0oKcoaleTaT (coeluHeHUe 269);
2— (M30MHOOJIMH—2-MJIMEeTUJI) —5— ( (1—

(M30onPONMIICYJIEQOHWII) IUIIePUINH-4-1J1) MeTokCK) —4H-ntupaH—-4-0H

(coegmuHenmue 270);

2— (M30OMHOOJIMH—-2-MJIMeTuJI) —5- ((1-(2,2, 2—
TpudTOpaueTII) INNepuIuH—4-1i) MeTokcu ) —4H-nnpaH—4—-0H (coenmuHeHME
273);

IUUCc—N- (3= ( ( (6— (M3OMHOOJMH—2-WUIJIIMETWII) —4—0KCcOo—4H-ninpaH—-3—

WJI) OKCHM ) METHWJI) UIMKJIOIIEHTWJI) MeETaHCYyJIbQoHaMm1I (coeduHeHUe 276) ;
2— ( (5—MeTUIN30UMHIONIMH—2—MJI) MeTIUJI) —5— ( (4—

(MeTUIICYJIEOOHWMII) OeH3MJI) OKCK ) —4dH-niMpaH—4—0H (coenuHeHne 279);
5-( (4— (MeTHICYJIBOOHWMII) O€H3MUII) OKCH) —2— ( (5—

(METHMIITHO ) UBOMHIOOJMH—2-1JI) MeTwJI) —4H-nupau—-4-0oH (coemmHeHme 280) ;

N- (1-TuOopoxCcU—2-MeTUJINponaH—2-uj) —4— ( ( (6— (M3OMHOOJIMH— 2~
MIMeTUJ1) —4—okco—4H-nrpaH—-3-W1JI) OKCU ) METWJII) OeH3aMU (coenmHeHMe
283);

4—( ( (6— (M3OUHOOJMH—2-UJIMEeTHUII) —4—0okco—4H-nupaH—3—

WJI) OKCH ) MeTUJI) IUNepuInH—1-kapbalbIerun (coelduHeHUe 284);

5-((1- (mMmeTuncynsdboumm)-1,2, 3, 4i—TeTpalrMOpOoNIUpUINH— 4~

WJI) METOKCHU) —2— ( (5— (TpudTOpMEe TIII) M3OMHIOJIMH—2—WJI) MeTUJI) —4H-TupaH—

4-on (coemgmHeHmMe 291);

U UX TAyTOMEPHI U (hapMalleBTHIECKH ITPUEMJIIEMbIE COJIH.
[Tpumeps! MpeamoYTHTENFHBIX COETMHEHUH elie 0 JHOH rpymibl hopmyisl (I) BkirouaroT:

2— (MBOMHIOOJIMH—2—MJIIMeTWJI) —5— ( (4—

( (TpudTOPMeTUII) THO) OeH3WII) OkCcHK) —4H-nimpad—4-0H (coenuHeHMNe 3);
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4— ( ( (6= (MBOMHOONUH—2-UJIMeTWUJI) —4—-okco—4H-nnpaH—3—
WJI) OKCHU) MeTuJI) OeH30JIcyIbboHaMn (coemmHeHre 13);

2=( (3, 4—ournnpon30xmMHOJIMHE—2 (1H) -1y ) MeTmi) —5— ( (4—
(MeTUIICYIBOOHMII) 6eH3MII) OKCU) —4H-nupaH—-4-0oH (coenuHeHue 14);

5- ((2—-xJyop—4- (MeTUJICYJIEOOHMIT) OEHBWII) OKCK) —2— (MBOMHOOJIMH—2—
mwimMeTnI1) —4H-ntmpad—-4-o0H (coenmHeHue 16);

5-((3-dTop—4- (MeTUIICYJIBEOOHMII) OEHBMII) OKCU) —2— (MBOMHOOJIMH—2—
mimMeTn1) —4H-ntmpaH—-4-oH (coenmHeHue 17);

5- ((2-xJ0op—4- (MeTUIICYIBOOHMI) BeH3UII) OKCH) —2— ( (3, 4—
OUTUOPOUBOXVMHONIMH-2 (1H) —mi) meTni) —4H-ninpaH—-4-0H (coenmHeHue 18);

2— (MBOUMHIOOIMH—2-MJIMeTUJI) —5— ( (4— (MeTUJICYJIbOOHMII) —2—
(TpudTOopMeTMII) OeH3MII) OKCK ) —4H-iupaH—4-0H (coenuHeHue 19);

2= ((4-QTOPUBOUMHIOOJIMUH—2—WJI) METUJI) —5— ( (4—
(MeTUIICYIBOOHMII) 6eH3MII) OKCK) —4H-nupaH—-4—-0H (coenuHeHue 27);

4= (( (6= ( (4—QTOPUBOMHIOOJIMUH-2~WJI) MeTUJ) —4-okco—4H-ntmpaH—-3—
Wi1) okcu) MeTuJ1) —N, N—omuMmeTmi®eH3aMmn (coeldMHeHMre 32);

2= ((4-0TOPUBOUMHIONVH-2—MUJI) METUJI) —5— ( (4— (2-TUOPOKCUIIPOIaH—2—
wi) OeH3uin) okcu) —4H-nupaH—-4-oH (coemmuHeHuMe 33);

5-( (1, l-onuoxkcumoTeTparuipo—2H-Tuonupad—4—muil) METOKCHU) —2—
(M30oMHIOMMH-2-—uiMeTnJ) —4H-ninpaH—4-0H (coenuHeHue 35);

2— (M3OUHIOOJIUH—-2-UIMeTUII) —5— ( (4—HUTpOoOeH3MJI) OKCU) —4H-npaH—
4-0H (coemmHeHMe 38);

TUII—1- (4- ( ( (6— (MBOMHOOJUH—2—UJIMeTIJI) —4-okco—4H-nupau—3—
WJI) OKCHU) MeTwnJI) beHmi1) —1H-nmpazoiy—-4-kapbokcuyuaT (coenuHeHue 40);

4= (( (6= ((3,4—murngpon30xmMHOJIMH-2 (1H) —1y1) MeTni) —4—-oxkco—4H—
OMpPaH—-3-WJI) OKCU) MeTuJI) OeH30HUTPUII (coermmuHeHue 41);

2= ( (3, 4—ournnpon30xXmMHOJIMH—2 (1H) 1) MmeTmi1) —5- ( (4-
MeTUJIOeH3WJI) OkCK ) —4H-ninpaH—-4-0H (coenuHeHue 42);

A—(((6—( (3, 4—oUTUOPOUBOXMHOJIMH-2 (1H) —1J) MmeTnJ1) —4—0okco—4H-
IUpaH—3-WJI) OKCHK) MeTuJI) OeH3aMun (coenuHeHue 43);

4— (( (6— (M3OMHOOIMH—2-UJIMeTUII) —4—-okco—4H-ntupaH—3—
WJI) OKCHU) MeTWUJI) OeH30HUTPUII (coenmHeHue 45);

- (((6—( (3, 4—oUTMOpPOU30XMHOJIMH-2 (1H) —1J) MeTnJ1) —4—0okco—4H-
IUpaH—3-1JI) OKCK) MeTuJ1) —N-MeTuibeH3aMnn (coenmuHeHue 48);

3= (((6-( (3, 4—ourMopomn30xXMHOJIMH-2 (1H) —1J) MeTnJ1) —4—0okco—4H-

IUPaH—3-WJI) OKCK ) MeTUJI) OeH30HUTPMII (coenuHeHue 50) ;
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A= (((6-((3,4-DUTUIPOUBOXMHONMH-2 (1H) —1JI1) MeTnJI) —4—0oKco—4H~-

OMpaH—-3-1JI) OKCU) MeTUJI) —3—bTopBeH30HUTPUII (coenuHeHue 51);

5-((4— (2—-runmpokcuUllpoNaH—2—1Jj) 6eH3WI) OkCK) —2— ( (6—MeTOKCHU—
3, 4-ourunpon30xXmuHOJIMH-2 (1H) —1j1) MeTni1) —4H-nupaH—4-0oH (coenmHeHUe
52);

A= (( (6= ( (3, 4d—ourmmponszoxmuHoJIMH-2 (1H) —mj) MmeTni) —4-okco—-4H-

OMpPaH—3-WJI) OKCHU) MeTUJI) —3—bTopBeH3amMul (coelmMHeHUe 55);
4d— (( (6— (MBOUMHIOOJIMH-2—MJIMeTWUJI) —4—-okco—4H-nupaH—3—
MJI) OKCHK) MeTuJ1) OeHz3aMuI (coelMHeHMe 57);
5- ( (4—-BpoMOeH3UII) OKCHU) —2— (MBOUHIOOJIUH—2-MJIMe Tl ) —4H-ntupaH—4—
OH (coemuHeHMe 58);
5-((4—(2—-rumpokcullpolaH—2-wui) OeH3my) okcu) —2— ( (1-meTnn—-3, 4—
OUTUOIPOU30XUHONIMH-2 (1H) —mi1) MeTui) —4H-nupaH—-4-o0H (coeluHeHme 59);
MeTuJI—4- ( ( (6— (M3BOMHOOIMH-2-UJIMeTIJI) —4—-okco—4H-nupaH—-3—
WJI) OKCM) MeTuJl) 0eH30aT (coenuHeHue 60) ;
4— (( (6= (MBOUMHIOOIMH—2—MUJIMeTWII) —4—-okco—4H-mpaH—3—
MJI) oKkCcHU) MeTuJ1) —N-MeTmji6eH3aMM (coemMHeHMe 62);
2=( (5, 7T-ourungpo-6H-[1, 3] ouokcoJyio [4, 5—-f]luzonHOoJI—6—
wi) MeTuir) —5— ( (4— (MeTuJICyJIbQOHMII) OeH3WJI) okcK) —4H-nnmpaH—-4-0H
(coemmHueHMe 66) ;
2= (M3OMHIOOJMH-2-MJIMeTIJI) —5— ( (6— (TpudTOPME TWUII) IUPUIVH—3—
ui) MeTokcu) —4H-nupaH—4-oH (coenuHeHme 75);
2= (M30OMHIOOJVH-2-WUJIMeTIJI) —5— ( (6—MEeTOKCUIIUPUOUH—3—
ui) MeTokcu) —4H-nupaH—4-oH (coenuHeHue 76) ;
N, N-guMeTmi—4— ( ( (6— ( (1-MeTUIN30MHIOOJIMH—2—MJI) METIJI) —4—0KCO—

dH-TiMpaH—-3-W1JI) OKCK) MeT1JI) OeHzaMnn (coenuHeHue 77);

A= (( (6= ( (3, 4—ourmopon30xmuHOJIMH-2 (1H) —mi1) MmeTui) —4-okco—-4H-
IMpaH—-3-1JI) OKCU) MeTUJI) —2—bTop—N, N-nuMe TuIbeH3aMuI (coenmmHeHMe
78) ;

2=pTop—-4-( ( (6~ (MBOMHOONIUH—2-UJIMeTul) —4-oxkco—4H-nupaH—3—

MJI) okCcU) MeTuJ1) —N-MeTmii6eH3aMM (coenmHeHMe 79);
A= (( (6= ( (3, 4—ourmopon3oxuHOJIMH-2 (1H) —mi1) MmeTnir) —4-okco—-4H-
OMpPaH—3—WJI) OKCHU) MeTUII) —2—bTop—N-MeTun®eH3aMua (coeamHeHre 80);
2=( (3, 4—-ournopomu30xUHOIMH—2 (1H) —1J1) MeTmJ1) —5—( (4— (S—

MeTUJICYJIbQOHMMUIOMIT) OeH3MII) OKCK) —4H-niupaH—-4-0H (coenmHeHUe 87);
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4— (( (6= (M3OMHOONUH-2-MJIMeTUJI) —4—-0oKCco—4H-ntupaH—3—
MJI) OKCU ) MeTMJI) —N— (2—0KCcoTeTparuapoTruodeH—3—mj) ODeH3amMu
(coemmHeHMe 96) ;

2— (M30OMHOOJUH—2—UIMETWII) —5— ( (3—HUTpOoOeH3WJI) OKkCK) —4H-nnpaH—
4-ou (coemmHeHue 105);

5-(( (6= (MBOUMHOOIMH—-2-MJIMeTUII) —4-okco—4H-nnpaH—3—
MJI) OKCHU ) METUJI) —2—MEeTUJIM30UHIOJIMH—1-0H (coemuHeHne 106);

2= (M30OMHOOJMH—2—UJIMETWJI) —5— ( (2—-MeTOKCUIUPUIMH—4—
ui) MeTokcKu) —4H-nmpaH-4-0oH (coenuHeHue 110);

4—(2— ( (6— (M3OMHOOIMH—2-MJIIMETWJI) —4—0okKCco—-4H-nupaH—3—

uJI) okcu) 21ui1) —N, N—gumMeTmii®eH3aMun (coemouHeHue 112);

2= ( (3, 4-OUTUOPOUBOXMHOJMH-2 (1H) —1J) MeTnJI) —5— ( (4— (3—
TUOPOKCUOKCeTaH—3-1JI) O0eH3MJI) okcK) —4H-nmupaH—4-0H (coemmHeHMEe
117) ;

2=xJop—4-(( (6= ( (3, 4—OUTUOPOMUBOXUHOJIVH-2 (1H) —1Jj1) MeTwJI) —4—

okCco—4H-MpaH-3-W1JI) OKCU) MeTuJI) OeH30HUTPUII (coemmHeHue 118);
d—(( (6= ( (3, 4—murnapon30xmMHOJIMH-2 (1H) —1j1) MeTuJ1) —4—oxkco—4H—
oupaH—-3-1Jj) okcK) MeTua) —N, N-numeTuindeHz3aMmun (coenuHenHme 119);
5-((4- (ruopokcuMe TIJI) OeH3WJI) OKCHU) —2— (MBOUHOOJIUH—2—UJIMETUII) —

4dH-nimpaH—-4—-0H (coenuHeHue 123);

2= ((1-meTmn-3, 4—IUTUIPOUBOXMHOIMH-2 (1H) —1J1) MeTM1) —5— ( (4-
(mupposinivH—1-kapBoHWI) 6eH3WII) OKCK) —4H-riupaH—4—0H (coemmHeHMe
125);

(S)-N, N-gumMmeTmii—4— ( ( (6— ( (1-MeTUMIIM3OMHIOOJIUH—2—MJI) METHUJI) —4—

okco—4H-niupaH—-3-MJI) OKCHU) MeTWJI) OeH3aM1I (CcoeomMHeHUue 132);

(R) =N, N-gumMmeTmii—4— ( ( (6— ( (1-MeTUJIM3OMHIOOJIUH—2—1JI) METHUJI) —4—
okco—4H-niupaH—-3-1JI) OKCHU) MeTnJI) OeH3aM1I (coeomHeHue 133);

4—( ( (6— (MBOUHIOOJMH-2-MIMeTWII) —4—-okco—4H-nnpaH—3—
WJI) OKCK) MeTuJ1) —N— (Dpon—-2-muH—-1-wui) 6eHzaMmun (coenuHeHme 141);

2= (M30OMHOOJUH-2~UIMEeTWII) —5— ( (4-BUHMIIOeH3WJI) OKCK) —4H-npaH—
4-oH (coemmHeHMue 144);

N- (d-tunporcudyTmii) —4— ( ( (6— (M30MHIOOJIMH—2-WUJIMe TUJI) —4—0KCO—
dH-nupaH—-3-WJI) OKCHK ) MeTWJI) OeH3aMua (coenmHeHue 145);

(E)=3=(4=(((6=( (3, 4—ouTHOPOMU3OXNHONIMH-2 (1H) —1J1) MeTWJI) —4~-
okco—4H-nupaH—-3-WJI) OKCU) MeTWJI) eHMJI) —~N-Me TUJIaKpuiiaMu

(coemmueHue 148);
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2-( (3, 4—ourunpons3oxuHoJnuH—-2 (1H) —uj) MeTny) —5- ( (4— (33—
TUOPOKCUNIUINIEPUINH— 1 -KapBoHMII) OeH31J) okcHu) —4H-ninpaH—-4-oH
(coemmHenMe 149);

5-((4- (aseTuaubE—1-rKapOoHWI) OeH3UJI) OKCHU) —2— ( (5—

OTOPMBOUHAOIMH—2-1JI) MeTuJ1) —4H-ntupad—-4-0oH (coemmHeHue 150);

N— (3—-runopoxrcu—2, 2—nuMe TUJnponmi) —4— ( ( (6— (M30MHOOJIMH— 2~
nimMeTui) —4-okco—4H-nmupaH—3—1JI) OKCK) MeTI1JI) DeH3aM1L (coenmHeHUe
151);

5-((4- (4—rUOpPOKCUNIUIIEPUONH- 1 -KapPOOHWII) OeH3WJI) OKCHU ) —2—

(MBOMHOONNH-2-WJIMeTuJ1) —4H-niupaH—-4-oH (coenuHeHMe 152);

5-(2— (4—-BeHsuUanunepasmui—1-mj) ~2—0KCOBTOKCHU) —2— (M30OUHIOJIVH—
2-nMeTui) —4H-nupaH—-4-oH (coenuHeHue 153);

5-(2-(4- (4—xJopdbeHnI) IUIepasmUH—1-MJI) —2—0OKCOBTOKCHU) —2—
(MBOUMHOONIUH-2-MJIMeTu) —4H-niupaH—-4-oH (coenuHeHue 154);

5-(2- (4-BeH3UINUIIEPUIUH—1~1JI) —2—0KCOBTOKCHU) —2— (M30UHIOJIVH—
2-miMeTui1) —4H-nupaH—-4-oH (coenuHeHue 155);

2— (MBOMHIOOJIMH—2-MJIMeTIJI) —5— (2—okco—2— (4—

(beHMIICYIBQOHWMII) IUTIepas3uH—1-1JI) 3TokCcK) —4H-niupad—-4—-0H (COeOMHeHUEe
156);

2— (U3OMHIOOJIMH—2—UJIMETWII) —5— (2—0KCO—2— (4—TO3WJIIUIIepa3UH—1—
Wi) oTokcKu) —4H-nupau-4-oH (coemuHeHue 157);

2— (M3OUMHIOOJUH—2—UJIMEeTUJI) —5— (2— (4— (3— (METOKCHUME TIJI) INPUOVH—
2-WJI) Innepasui—1-mj) —2—-0KCcosTokcHu) —4H-nrupaH—4-oH (coenmuHeHMe
159);

5-( (4- (3—ruampokCUNUIepPUOVH—1-KapOOHWMII) OeH3MJI) OKCHU ) —2—
(MBOMHOONIUH-2-MJIMeTui) —4H-ntupad—4-oH (coenuHeHue 160) ;

2=((3,4—ournuapon30xmuHOJIMNH-2 (1H) —1j1) MeTny) —5- ( (4-

(2TMIICyJib QOHMMUIONIT ) OeH3MJI) OKCKU ) —4H-ninupaH—4—-0H (CcoelMHeHMe 166);

6— ( ( (6— (MBOMHOOJNMH—2-MJIMeTWUJI) —4—0oKco—4H-nupan—3—

WJI) OKCU) MeTwJ1) —N, N-OMMe TMJIHMKO THMHaM1I (coenuHeHme 170);
2=pTop—4—( ( (6— (M3OMHIOOJIUH-2—UJMeTIJI) —4—-okco—4H-ntmpau—3—
MJI) OKCU) MeTuJ1) OeH3aMun (coemmHeHue 171);

MeTuJI- (1lr,4r) —4— ( ( (6— (M3OUMHOOJIUH-2-UJIMeTHJI) —4—okco—4H-

IVpaH—3-WJI) OKCU) MeTWJI) UMKJIOTekCcaH-1-KapOoKCcuiarT (coemmHeHUe

178);
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2= ((3,4—oUTMOPOU30XMHOIME—2 (1H) —1Jj1) MeTnJI) —5— ( (1-
(MeTUJICYJIEQOHWII) NUIlepUOANH—4—1JI) MeTOKCH ) —4H-nmpaH—-4—-0H
(coenmbenue 179);

TpeT-0yTuiI-3— ( ( (6— (M3OUHIOINH-2-MJIMeTIJI) —4—okco—4H-nupaH—3-

WJI) OKCHU ) MeTUJI) IMPPOJIMIVH—1-KapbokcuilaT (coemmHeHue 182);

3= (((6— (MzoMHOOIMH—-2-UIMeTUJI) —4-okco—4H-nupaH—-3—
ni1) okcu) MeTuJ1) —N, N—IOrMe TUJINIUPPOJIUANHE—1 —KapOoKCaMULI (coemmHeHME
183);

5- ((3—rumpokcu—1—- (MeTUIICYJIBOOHWII) MIUIIEPUANH—4—1II) METOKCHU) —2—

(M3OMHOONMMH—-2-MJIMeTJI) —4H-nnpaH—-4—-0H (coemuHeHMe 193);

TpeT-0yTuii—4- (2— ( (6— (M3OMHOONIMHE—-2-UJIMeTIUJI) —4-okco—4H-nupaH-—
3-1JI) OKCHU) DTUII) IUIlepUINH—1-KapBbokcuiaT (coemmHeHue 197);

(S) —TpeT-0yTui-3— ( ( (6— (M3OUHIOIUH-2-UJIMeTIJI) —4—0KCco—4H-
IVpaH—3-UJI) OKCU) MeTWUJI) Iunepunui-1-kapdokcuinaT (coenmuHeHue 201) ;

(R) —Tper-0yTmii—3— ( ( (6— (M3OUHIOOJIMUH—2-UIIMeTWUJI) —4—0kCco—4H—
TIMPaH—3—WJI) OKCHU) METWJII) IUIIEPUNVH—- 1 -KapbokcuilaT (coeamHeHne 202) ;

TpeT—0yTUI-4— ( (6— (M3OUHIOOJIUH—2-UIMEeTWII) —4—0okCco—4H-nnpaH—-3—
MJI) OKCHU) IunepulnH—1-kapbokcuiaT (coenmHeHue 203);

5-(2- (l-aueTmnUnepUINH—4-1JI) 3TOKCHU) —2— (M30OUHIOJINH—2—
wiMeTuI1) —4H-nupal—-4-0oH (coenuHeHue 206) ;

5-((1- (MeTHUICYJIbOOHWII) IUNePUONH—4—1JI) MeTOKCK) —2— ( (5-
HUTPOUBOUHOONIMH-2~1JI) MeTuJl) —4H-niupaH—-4-oH (coenuHeHue 207);

2—( (1, 1-OUMMe TUIIN3OUMHIOJIMH—2—1JI) MeTuJI) —5— ( (1—
(MeTUJIICYJIEQOHWIT) MUIlepUOUH—4—1JI) MeTOoKCcHU ) —4H-ninpaH—4—-0H
(coegmuHeHMe 212);

2— (M30MHIOOJIMH—2-MJIMeTnJI) —5— ( (4— (S—

Me TUJICYJIb QOHUMUAOWII) UHMKJIOTEKCHUII) MeTOKCHK ) —4H-nupaH—4—-0H
(coenmbenue 240);

5- ( (1-uMmuHO-1-okcunohexahydro—1-Af—Tronupan—4-mi) METOKCHU) —2—
(MzoMHOOIMH-2-uaMeTu) —4H-nupaui—-4-0oH (coemuHeHMe 242);

N—(4-( ( (6— (M30OUMHIOIUH-2-MUJIMeT1JI) —4—-0oKCco—4H-nnpau—3—

W) oKCK) MeTull) —1-okcunoTeTparnnpo—2H-1A—Tuonmpan—1-
MIMOEeH) alleTaMun (coeIMHeHMe 243);

2= ( (4, 5-oMdTOPMU3OUHIOINH—2~WJI) MeTUJI) —5— ( (1-

(MeTUIICYJIEOOHWIT) MUlepUOANH—4—1JI) MeTOKCH ) —4H-nupaH—-4—-0oH

(coemmuHenue 245);
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2-UBOMHIOOJIUH-2-MJIMeTuJI) —5—( (1-( (2,2, 2—
TPUOTOP2TUII) CYJIEOOHWIT) IUIepPUIUH—4-1J1) MeTOKCHK ) —4H-nupaH—-4-0H
(coemmHenmue 253);

5-( (3—aMMHOBEH3MII) OKCHU) —2— (M30MHIOOJMH—2—MJIMeTnJI) —4H-ninpas-
4-0H (coemmHeHMe 263);

4/5-(( (6= (M3OUHOOIMH-2-UJIMeTWII) —4—0oKCco—4H-upaH—3—
ni) okcu) MeTui) —N, N-numeTtusn—-1H-1, 2, 3—1tprasoyi—1-kapboxcaMm
(coemmHeHMre 264);

4/5=(( (6= ( (3, 4—murmuapomn30xmHoOIMH-2 (1H) —11J1) MeTnJ1) —4—-oxco—4H-
nupad—3-ui) okcu) MeTui) —N, N-aumeTnn—-1H-1, 2, 3—Tpuaszsoj—1—
kapbokcaMnl (coeIuMHeHMe 265);

unc—N- (4— ( ( (6— (MBOMHIOOJIMUH-2-MJIMeTIJI) —4—-okco—-4H-ntupan—3—
WJI) OKCM) Me TWJI) UMKJIONIeHT—2—eH—1—WJI) UMKJIONPOIaHCyJbboHaM,

(coenmHeHue 274);

unc—N- (4— ( ( (6— (MBOMHOOJMH-2-MJIMeTIJI) —4—-okco—-4H-niupan—3—
WJI) OKCH ) METWUJI) UMKJIOIIEeHT—2—eH—1-WJI) —3-MeTuJI0yTaHaMu I (coemmHeHMe
275);

(R) —2— (MBOMHIOOIMH—2-MJIMeTHJI) —5— ( (1—

(MeTMJICYJIE QOHWIT) MUPPOJIUANH-3—1JI) MeTOKCK) —4H-nnpaH—4—-0H
(coemmuenue 277);

2= ( (4—XJTOPUBOMHOOJMH—2~UJI) METMJI) —5— ( (4—
(MeTHuICyJbOOoHMII) OeH3UII) OKCH ) —4H-nmpaH—-4-0oH (coenuHeHue 281);

N— (3—-rmopoxcunponui) —4—( ( (6— (M30MHIOJIUH—2 ~UJIMETUJI) —4—0KCO—
dH-nvpaH—-3-WJI) OKCK ) MeTuJI) OeH3aMUO (coeImHeHre 282);

5-( (1- (MeTWJICYJIE QOHWMII) IUIIEPUOMH— 4 —1JI) METOKCHU) —2— ( (5
(TpupTopMeTIIT) —2H-M30MHOOJI—2-—1JI) MeTuJl) —4H-niupaH—-4-0H  (COeIMHEeHUE
287) ;

2= ( (5= ((1- (meTuICyJbQOHMI) IUIEPUOMUH—4—1JI) METOKCU) —4—0KCO—
dH-nupaH—-2-WJI) METWJI) UBOMHIOJMH-2—0KCUL (coenuHeHMe 289);

2=( (5= ((1- (meTniCysbQOHMI) IUIEePUOMNH—4—1JI) METOKCU) —4—0KCO—
dH-nupaH—-2-WJI) MeTWJI) —5— (TpudTOPMe TIJI ) UBOMHIOJIMH-2—0KCUL

(coenmueHue 290) ;

U MX TAyTOMEpPhI U (hapMalleBTUIECKH TPUEMIIEMbIE COJIH.
[Tpumepbl coemMHEHN B OMHONH OCOOCHHO TMPENMOYTUTENbHON Tpynme coenquHernin popmyisl (1) BKITIO-
YarT
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N-sTui-N- (2-runpoxrcuaTuii) —4— ( ( (6— (M3OMHIOOJIMH—2—MJIMeTUJI) —4—
okco—4H-nupaH—3-1JI) OKCH ) MeTuJI) OeH30JICYJIbQOoHaMu (coenmMHeHue 21);

5-((4- (2—-rMOopoKCHIIpONaH—2-1J) OeH3WJI) OKCHU) —2— (M30MHIOJINH—2—
niaMeTun) —4H-niupad—-4-oH (coemuHeHue 49);

4—({[6- (1, 3—gurmopo—2H-M30MHIOOJ-2-MUJIMeTWUJI) —4—okco—4H-niMpaH-—
3-ui] okcu }MeT1) —N— [ guMe Tl (OKCcUmo ) —AS—cyibbauunmmed ] GeHsamMmi

(coemmHeHMe 83);

5-((4— (S—MeTUJICYJIEQOHUMUIOMIT) OeH3MJI) OKCH) —2— ( (5—
(TPUOTOPMETOKCHU ) U3OMHIOOJIMH—2-1JI) MeTuJl) —4H-nnmpaH—-4-0oH (CoeOMHeHUe
90);

2= (1- (M3OMHOONMH—2—WJI) Twj1) —5— ( (4— (S—

MeTMJICYJIbQOHMMMIOOMII) OeH3MII) oKCHU) —4H-nupaH—4—-0oH (coengmHeHMe 91);
2= (M3OMHIOOJUH-2-UJIMEeTWII) —5— ( (4— (muppoauonH—1—

kapOoHwuil) OeH3uIl) okcK) —4H-nnpad—-4-0oH (coemuHeHue 122);
5-((4-( (1, 1-IMOKCUIOOMUBOTUABOJIUINH—2—

WJI) METMJI) UMKJIOTEKCWJI) METOKCH ) —2— (MBOUHIOOJIUH-2~MJIMe TMJI) —4H-nmMpaH—

4-oH (coenmHeHmMe 176);

5-( (1- (MeTHMJICYJIbQOHWII) IUIePUINH—4—1JI) MeTOKCH) —2— ( (5-
(TPUOTOPMETIIT) USOUHIOJMH—2—WJI) MeTuJ1) —4H-ninpal—-4-0H (coenuHeHMKE
184);

2= (MB3OMHOOJMH—2-MJIMeTWJI) —5— ( (1— (MeTMJICYJIbQOHWII) MUIepuInH—4—

wui)MeTokcu) —4H-nimpaH—-4-oH (coemmHeHmMe 185);

5- ((1- (UMKJIONPONMUIICYJIEQOHMII) IUIIEPUANH—4—1JI) METOKCU) —2—
(M3oMHIOOIMH-2-nJIMeTuJI) —4H-tmpaH—-4-0H (coenmuHeHMne 187);

5-((1- (aTUncysnb®OHWIT) IUNIEPUIMUH—4~1JI) METOKCH ) —2— (MBOMHIOOJINH—
2-naMeTwu1) —4H-nupaH—4-0H (coenuHeHue 188);

5-((1- (pTUICYIBbOOHWII) IUNIEPUANH—4—1JI) METOKCHU ) —2— ( (5—
OTOPMBOMHOONMH-2-WJI) MeTMJ1) —4H-nMpau—-4-0H (coenuHeHue 189);

2= (1-MB0OUMHOONIUH-2-1JI) 2TuJ) —5— ( (1- (MeTuJICyJIbbOHWII) IUIIEePUONH—
4d-yi)meTokcu) —4H-nvpaH-4-oH (coemmHeHue 195);

2= (M3OUMHIOOJIUH—-2-UIMeTWJI) —5— (3— (1— (MeTuJICyJIbbOHMII) IUIIEePUONH—
4-mn) nponokcu) —4H-nupaH—4-o0H (coenuHeHMe 213);

5-(((1lr,4r)-4- (1, 1-IMOKCUIOM3OTHAZOJIUONH—2—
WJI) UAKJIOTEKCHUII) METOKCH ) —2— (M30MHOOJIMH—2-MJIMe T ) —4H-nnpaH—-4-oH

(coenuHeHMe 216);
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4—(((6— (MBOMHIOOIUH-2-UJIMeTWJI) —4—-okco—-4H-nmpaH—3—
W) okcK) MeTwJ1) —N, N-OuMe TMIILMKIIOTekCcaH— 1 -kapbokcaMmn (coenmMHeHMe
217);

4— (( (6— (MBOMHIOOINH-2-UJIMeTWJI) —4—okco—4H-nupaH—3—
W) okCcK) MeTwJ1) —N, N-OuMe TUIINUIepUInH— 1 -cyabboHaMm g (coemuHeHMre
225);

5-(((lr,4r)-4-aueTUJIUMKIIOTEeKCUII) METOKCHU ) —2— (MB30UHIOJIMH—2—

niMeTnJ1) —4H-niupaH—4-0oH (coenmHeHue 244);

5- ((1l-nponMOHMINUIIEPUONH-4~1JT) METOKCHU) —2— ( (5—
(TpudTOPME TMII) M3OMHIOONMH-2—WJI) MeTIJI) —4H-nupaH—-4—-0H (coemmHeHMe
244a) ;

2= (MBOUHOOJMH—2—UIIMe TUJII) —5— ( (1-TIPONMOHUIININUIIEPUONH— 4 —

ni1)MeTokcu) —4H-nupaH—-4-0H (coenuHeHMe 261);
4—((6— ( (5-OpOMMBOUHOOJINH-2—WJI) METWJI) —4—0oKco—4H-nupaH—3—

MJIOKCK) METWUJI) OEH30HUTPWUII (CcoelMHeHMe 278);

1 MX TayTOMEPHI U papMarieBTHIeCKH IPHEMIIEMBIE COJIH.

CoeauHeHHs 10 H300PETEHUIO MOYKHO BBOJWTD MAIIMEHTY B TepaneBTHICCKH 3PPEKTUBHBIX KOJUIECTBAX,
KOTOpBIE€ KOJEOIIOTCSI 00BIYHO MpUMepHO OT 1 Mr 1o mpumepro 2000 mr, 6onee TUTUIHO OT mpuMepHOo 10 Mr 10
npuMepHo 1500 MT B CYTKH B 3aBHCHMOCTH OT BO3pPacTa, I10Jjla, MAacChl Tella, STHUYECKOW TPYIITBI, COCTOSHUS
MAIMEHTA, ITOJIJICKAIIETO JICUCHUIO COCTOSHUS, ITYTH BBEACHUS U UCIOIB3yEeMOTO aKTHBHOTO UHrpeauenTta. Co-
CAMHEHUS 110 H300PETCHUIO MOTYT OBITh MPUTOTOBIICHBI B BUIE JICKAPCTBCHHBIX (JOPM C UCIOIB30BAHUECM TIPHH-
IIUTIOB, U3BECTHHIX B JNAHHOW 00nacTu TexHWkH. COCAMHEHHE MOXHO BBOJIWTH ITAIIMCHTY KAaK TAKOBOC WM B
KOMOWHAIIMY C TIOIXOAAIINMH (papMareBTHUCCKUMH IKCIUITUCHTAMY B BUC TaOJIECTOK, TPaHyJ, Karcyll, CyIo-
3UTOPHUCB, SMYIBCHIA, CYCIICH3UH WU PACTBOPOB. BRIOOP MOAXOIIIINX HHIPEAUCHTOB i1 KOMIIO3UIUH SIBIISCT-
Cs1 OOBIYHOM MPAKTUKOM JUTSI CIICIIHANMCTOB B TaHHOUW 00macTH. Takyke MOXHO WCIOIB30BaTh TOIXOASIINAE HO-
CUTEJIH, PACTBOPUTENH, Teleo0pas3ylomye HWHTPEINCHTH, AWCIEPTHPYIONINe WHTPEIUCHTHI, aHTHOKCHAAHTHI,
KpacHUTeNn, MOACIACTUTENH, CMAuMBAIOMINe COCTUHEHUS W JPyTHe WHTPEIUCHTHI, OOBIYHO HCIIONB3yeMbIC B
IaHHOM oOmacTu. Kommosummm, coneprkamiiue akTHBHOE COEANHEHNE, MOTYT BBOJUTHCS SHTEPAIBHO U HapeH-
TepaJbHO, IPHYEM NEPOPANBHBIN MTyTh SBISAETCS MPEIIOYTHTEIFHEIM criocoboM BBeneHMs. ConepikaHnue aKTHB-
HOTO COCTMHEHHUS B KOMIO3HIUH cOCcTaBisieT oT npumepHo 0,5 o 100%, npenmouturensHo oT npumepHo 0,5%
10 puMepHO 20% oT 06muIel Macchl KOMITO3HIIUH.

CoeIMHCHHS 10 HACTOSIIEMY U300PETEHUIO MOXHO BBOJUTEH CYOBEKTY B KAYECTBE CIMHCTBEHHOTO aKTHB-
HOTO MHTPEAVCHTA WJIH B KOMOWHAIIUY C OJHUM HJIH OOJiee PYTUMH aKTHBHBIMY WHIPEAUCHTAMH ISl JICUCHUS
KOHKPETHOTO 3a00JICBaHMUSI.

[Ipu neyeHNH 3aBHCUMOTO OT CTEPOHMIHOTO PELENTOpa 3a00JCBAHUS WA COCTOSIHHUS, TAKOTO KaK JHJIOK-
PHUHHBIA pak u 3a00JCBaHMUs, BKIIIOYAIOIINE PaK MPEACTATSIHHOM JKENe3bl U PaK MOJIOYHOW KeJIe3bl, KOMOWHA-
U IEKAPCTBEHHBIX CPENICTB W/MIN JPYTHX CIIOCOOOB JieUeHHUs (HAIpUMep, paaualliOHHON Teparim) 4acTo sB-
JISIETCSl TIPENOYTUTENIbHOH. BTopoi#t (viu TpeTnii) BBOAMMBINA areHT MOXET MMETh TaKOW K€ WM MHOW Mexa-
HU3M JIEHCTBUS, YeM OCHOBHOM TepareBTHUECKUI areHT.

CoOTBETCTBEHHO, COCAMHEHHUE 10 M300PETCHUIO0 MOYKHO BBOJWUTH B COUYETAaHHWH C JAPYTHMMH IPOTHBOPAKO-
BBIMH CPEICTBAMH, MPUTOTHBIMH IS JICUCHUS PAKOBBIX 3a00JIeBaHUMN, TaKMX KaK pak MPeICTaTeIbHOM jKeIe3bl
WK paK MOJIOYHOH kele3bl. Hanpumep, coeIMHEHUE TI0 U300PETEHUIO MOKET OBITh YIIAKOBAHO BMECTE C UHCT-
PYKIHSIMH O TOM, YTO 3TO COCAMHEHHE CIICIYET HCIIOIb30BATh B COUCTAHUH C APYTUMHU IIPOTHBOPAKOBBIMU arcH-
TaMH M CPEJICTBAMHU JIJIS JICUCHHUS paka. Hacrosiee n300peTeHNE TaKKe BKIFOUYACT KOMOMHAIIMH COCTUHCHHUS 0
U300pPETEHUIO U OJHOT'O WJIM HECKOJBKHX JOTOJNHHUTEIBHBIX arcHTOB B (popMe HabOpa, HampuMmep, KOTJa OHU
YIIaKOBaHBl BMECTE WM MOMEIICHBI B OTJCIBHBIC YITAKOBKH, KOTOPBIE JOJDKHBI MPOIaBaTHCS BMECTE B BUJIC Ha-
00pa, WK KOT/1a OHU YIIAKOBAHBI JJIsi COCTABIICHHS CMECH.

B cooTBeTcTBHM ¢ OZHUM BapHMAHTOM OCYIIECTBICHUS M300pPETEHUS TepaneBTHUECKH 3P PEKTUBHOE KOIH-
4eCTBO coeuHEeHUS (GopMyIisl (I) BBOOUTCS COBMECTHO C TJIFOKOKOPTHKOWIOM W/WJIH MHHEPATOKOPTHKOHUIOM H,
HeoO0s13aTeIHbHO, C OHIM MJIM HECKOIBKIMH IPOTHBOPAKOBBIMU arcHTaMH.

[Ipumeps! MOAXOAAMHX TIOKOKOPTHKOWIOB BKIIIOYAIOT, 0€3 OrpaHWYCeHUs, THAPOKOPTH30H, MPEIHNU30H,
MPEIHU30JI0H, METHIIIIPETHN30JIOH U JeKcaMeTa3oH. [IpuMepsl MoIXOAAIINX MUHEPATOKOPTHKONIOB BKITIOYA-
10T, 0e3 orpaHn4eHus, (HIyaPOKOPTH30H, AE30KCHKOPTUKOCTEPOH, |1-I€30KCHKOPTH30H U 1€30KCUKOPTHKOCTE-
pOHAaIeTar.

Heo0Os3aTenbHbIe APYrUe MPOTUBOPAKOBBIC areHTHI, KOTOPBHIC MOTYT OBITh BBEICHBI B JIOMOJIHCHHE K CO-
enuHaeHNO opmynsl (), BkIoUaroT Oe3 OrpaHHYCHHS] HECTEPOUIHBIC AaHTATOHUCTHI aHIPOTCHHBIX PEIEITOPOB
(HampuMep, PH3ATyTaMUI, alaTyTaMAI U JapOTyTaMU/);
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MHTrHOUTOPHI cTepongoreHesa (Hanpumep, nHruOutopsl CYP17A1, Takue kak abupaTepoHa arerar u ce-
BUTEPOHEN);

XMMHOTEPATIEeBTUUECKUE areHThI (HapuMep, JOIETaKCceN U MaKIUTaKCe);

aHTUACTPOTEHBI (HanmpuMep, TaMOKCHU(EH U QYyIBECTPAHT);

SMUTCHETHIECKUE MOAYIATOPHI (HanpuMep, nHruoutopsl BET u narn6utopsr HDAC);

uaruouTopsl mMTOR (Hampumep, dBEpOITUMYC);

nuarudutopsl AKT (manpumep, AZ5363);

panrodapmareBTHICCKHE MIpernapaThl (HanpuMmep, aabhapainH);

anarorn GnRH/LHRH (takue kak seiinpopenun);

naruburops! PI3K (manpumep, naenanicnd) u

uaruouropsl CDK4/6 (Hanpumep, puOOIHMKINO).

CornacHO OJHOMY BapHaHTy OCYIIECTBICHHS W300pETEHHs TepaneBTHYECKH 3(P(PEKTUBHOE KOJINYECTBO
coenuHenust popmyisl (I) BBoanTcs HyXIaromemycs B 9TOM CYOBEKTY B JOTIOJHEHHE K TEPaleBTHUECKH d-
(heKTHMBHOMY KOJIMYECTBY OJJHOTO WJIM 0OJIee MPOTHBOPAKOBBIX ar€HTOB, BRIOPAHHBIX U3 TPYIIIIBL, BKIIOYAIOIICH:

HECTEPOUIHBIE aHTATOHUCTHI aHIPOTEHHBIX PEIENTOPOB (HAPHMep, SH3TyTaMU, allayTaMiII U TapoIry-
TaMun);

HHTHOUTOPHI cTepouoreHesa (Hanpumep, naruoutopsl CYP17A1, Takue xak abuparepoHa aleTar u ce-
BHUTEPOHEN);

XMMHOTEPATIEBTUUECKUE areHTHI (HapuMep, JOIETaKCceN U MaKIUTaKCe);

aHTUACTPOTEHBI (HampuMep, TaMOKCHU(EH U QyIBECTPAHT);

SMHTEHETHYECKUEe MOAYJIATOPE! (Hanpumep, nHruoutops! BET n unrn6utopsr HDAC);

naruduropsl mTOR (Hanpumep, sBeposmmyc);

nuruburopsl AKT (nanpumep, AZ5363);

panuodapManeBTHIECKHE Ipenapars! (HanpuMep, aabdapaanH);

anarorn GnRH/LHRH (takue kak seiinpopenun);

narubutopsl PI3K (Hanmpumep, uaenanucu0) u

narudutopsl CDK4/6 (Hanpumep, pudOuKiIno).

CorylacHO OJTHOMY BapHaHTy OCYIIECTBJICHHS H300peTeHHUs TeparmeBTHYeCKHd d()()EKTHBHOE KOTUYECTBO
coenuHeHusT Gopmysl (I) BBOAWTCS HyXIAOMEMYCs B 3TOM CyOBEKTy B JOTIOJHEHHE K TEPAIEBTHYECKU d(-
(heKTHBHOMY KOJUYECTBY MHTHOHWTOpA cTepouporenesa (Hanpumep, naruoutopa CYP17Al1). Ilpumepsl momxo-
nsmux uHrHOuTOpoB CYP17A1 BKiIIOUArOT O€3 orpaHUYeHHUs abupaTepoHa aleTaT i CeBUTEPOHET.

CornacHO APYromMy BapHaHTy OCYIIECTBICHHUsI M300peTEeHHs TepaneBTHUECKH 3()()EKTHBHOE KOIMYECTBO
coenuHenust popmyisl (I) BBoanTcs HyXIaromemycs B 9TOM CYOBEKTY B JOTOJHEHHE K TEpaleBTHUCCKH d-
(heKTHMBHOMY KOJIMYECTBY HECTEPOMIHOI'O aHTaroHUCTa aHAPOTEHHOTO penenrtopa. IIpuMepsl Moaxo X He-
CTEPOMIIHBIX aHTarOHUCTOB aHJPOTEHHBIX perentopoB (AR) BkirouyaroT, 0€3 OrpaHMYCHHMs, SH3ATyTaMH/, ara-
JTyTaMUI ¥ AapOTyTaMH/I.

B cooTBeTcTBHU C elie 0JHUM BapHaHTOM OCYIIECTBIICHHS HAcToOsIIee H300peTeHne oTHOCHTCS K (apma-
MIEBTHIECKOM KOMOWHAINH, cojiepkamiei coequaenne Gopmynsl (I) 1 Mo MeHbIel Mepe OaUH JTOTOTHUTEIb-
HBI aKTHUBHBIN MHTPEIUEHT, BEIOPAHHBIN U3 TPYIIIHI, BKIIOYAOMIEH

TITFOKOKOPTHKOWI,

MHHEPAIIOKOPTHKOUI,

HHTHOUTOpP cTepoumorenesa (Hanpumep, naruourop CYP17A1),

HECTEPOUIHBIH aHTarOHUCT aHAPOT€HHOTO PELENnTopa,

XMMHUOTEPANCBTUYECKUE areHTHI (HalpuMep, JOLETaKceN U MaKINTaKCceN),

aHTUACTPOTEeHBI (HanpuMep, TaMOKCU(EeH U (yJIBECTPaHT),

SMHUTeHETHYECKUE MOAYIATOPHI (Hanpumep, uaruoutopsl BET u muarnouropst HDAC),

naruduropsl mTOR (Hanpumep, Beposumyc);

naruouropsr AKT (Hanpumep, AZ5363);

paarodapmaneBTHIECKUE TIpernapaTsl (Harpumep, anb(apaann);

ananoru GnRH/LHRH (Takue kak nrednpopenun);

narubutopsl PI3K (Hanpumep, uaenanucu0) u

naruduropsl CDK4/6 (Hanpumep, pudOuKinb)

U OTHOBPEMEHHOTO, Pa3/IeIbHOTO MITH TIOCIIEI0BATEIFHOTO BBEICHUSI.

Jpyrue BHIIIEYNOMSHYTHIE TEPAeBTUIECKHE areHTHI, KOTJa MX MPUMEHIIOT B KOMOWHAIINN C COCTMHEHNU-
€M M0 M300pPETeHHIO, MOTYT OBITh MCIIOJIBb30BaHbI, HAIIPUMEp, B KOJINYECTBAX, YKa3aHHBIX B HACTOJHLHOM CIIpa-
BouHrKe Bpaua (Physicians' Desk Reference, PDR) mii nHbIM 00pa3oM onpeesieHHbIX CIIELHAINCTOM B IaHHOH
obacrtu.

CoequHEHHs TaHHOTO M300pPETEHMSI MOTYT OBITh HOJYYeHBI Pa3HOOOPa3HBIMH METOJIAaMH CHHTE3a, aHaJo-
THYHO CII0C00aM, M3BECTHBIM B JINTEpAType, C MCHOIb30BAaHUEM TTOAXOASIINX UCXOAHBIX MaTepuaioB. Hacros-
mee n300peTeHre OyneT O0OBsCHEHO OoJiee MOAPOOHO C MOMOLIBIO CIEAYIOIINX AKCIIEPUMEHTOB U NPUMEPOB.
OKCIIepUMEHTHI M IPUMEPHI IpeAHA3HAYEHBI TOJIBKO U WLTIOCTPATHBHBIX IeNieil U He OTrpaHNYUBAIOT 00beM
M300peTeHMs, ONIPEICIICHHBIN B popMyJie H300pETCHHUS.
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Ipumepsr
[Ipomexxyrounoe coequnaenue 1. MeTuin-4-((2-METOKCHITHII)THO )OCH30aT
o o}
-
/—I O/ /’! (8]
S /O\/\-s =

HS
K pactBopy metmin-4-mepkantobensoata (2 r, 10,98 mmons) B MeOH (35 mu) no6asmstmu K,CO; (2,27 T,
16,48 Mmmoutb), ociie yero no6asisiiu 1-6pom-2-merokcustan (1,54 1, 16,48 mmons) npu KT. Cmech HarpeBanu
¢ 0OpaTHBIM XOJIOJMJIBHUKOM B TedeHHe 16 4. PeaklMOHHYIO cMech TacHiii BOJOH u 3kcTparupoBanm EtOAc.
OpraHu4ecKuil cloi MPOMBIBAIHM BOJOH, cymiin 6e3BoHbIM Na,SO,, GUIbTpoBany U KOHIICHTPHUPOBAIHU MPH
MOHM)KEHHOM JIaBJICHHUH C TOJIy4YeHHEeM 2,19 T yKa3aHHOTO B 3aTOJIOBKE COSAWHEHHS B BHJE OECIIBETHOTO Macia.
'H-SIMP (400 MI'; CDCLy): & 7,95 (n, 2H), 7,33 (1, 2H), 3,89 (c, 3H), 3,64 (T, 2H), 3,37 (c, 3H), 3,18 (1, 2H).
[Ipomexyrounoe coequHenue 2. Metnn-4-((2-MeTOKCUITHI ) CyIbPOHMT ) OeH30aT
-0 -0,
\W\ /o . \“ﬂK - ;:)
S@’% 5’8‘“};&}—{’9

/

K pacrBopy metmi-4-((2-mMeTokcuaTHiI)THO )0eH30aTa (2,19 T, 9,15 MMonb) B DCM (30 M) no6asistmi m-
CPBA (~70% no nanHsIM aHanu3za, 7,89 r, 32,1 mmous) npu 0°C, nocne yero nepememnBaiu npu KT B Teuenue
16 4. Peakumonnyro cmechk racumu 10% BoaaeiM pactBopoM NaOH u skctparupoBamn DCM. Opranndeckuit
CJIOW TPOMBIBAIM BOAOH, Cymmau 0e3BoAHBIM Na,SO,4, GUIBTPOBATH M KOHIEHTPUPOBAIN TPH IMOHWKCHHOM
JABJICHUH C TIoJTydeHueM 1,86 T yKa3aHHOTO B 3aroJIOBKE COSIMHEHHS B BHJIE OEJIOTO TBEPAOTO BENIECTBA. 'H-
SMP (400 MTI'; CDCly): 8 8,22 (1, 2H), 8,02 (1, 2H), 3,97 (¢, 3H), 3,75 (1, 2H), 3,42 (T, 2H), 3,20 (T, 3H).

[Ipomexyrounoe coequnenue 3. 4-(IuxmonponmicynbGoHnT)0eH3aIb AT

D"s.
A\ 0 4 = el
pox E '\S A
O// \‘O \u /

7ot
O Na

=
P .
F
K pacrtBopy 4-propbenzansaeruna (0,09 mi, 0,8 mmons) B IMCO (5 mi) 1o6aBisii HATPUEBYIO COJIb
nukIonponancynbGuaoBoit kuciots! (0,13 1, 1,0 MMop). PeakninoHHyI0 cMech HarpeBajii B MUKPOBOJTHOBOM
peakrope nipu 140°C B tedyenue 1 4. K cmecu nobasisumm Boay U MpoaAyKT 3kcTparupoBain EtOAc. Oprannde-
CKHI CITO¥ TIPOMBIBAIIA BOJIOW, Cymiid 6e3BogHbIM Na,SOy4, GUIIbTpoBaar U KOHIIEHTPUPOBAIN TPH ITOHMKEH-
HOM JIaBJICHUH ¢ ToydeHneM 0,15 T yka3aHHOTO B 3aronoBke coequaeHns. JKXMC: m/z 211,1 [M+H]".
Crnenyromue IpoOMeXyTOYHBIE COSAMHEHHS TTOIyYald B COOTBETCTBHU C METOAMKOM, ONMCAaHHON IS TIPO-
MEXYTOYHOTO COCTMHEHUS 3, M3 HCXOAHOTO MaTepraa, yKka3aHHOTO B TaOIIuIIe.
N CTpyKTYypa KXMC VICXOIHEI MaTepual

HaTprepad COJIb

/M KXMC: m/z 227,2
4 ?{ N W N300y TUIICYJILOUHOBOM
{ = O | (M+H)*.

o]
KM CJIOTEL
g KXMC: m/z 199,2 HaTpueBas COJIb
5 >~
Qf (”3 (M+H) * MEeTaHCYJIbOMHOBOY KMCJIOTH
[Ipomexxyrounoe coequHenne 6. MeTnin-4-(TuMeTIIKapOaMonIT ) IUKIIOTeKCcaH- | -kapOoKCcHIIaT
o)
o}
OH
o — N
s o) |
) i
o]

K pactBopy 4-(MeToKcHKapOOHWI)IMKIOTEKCaH- 1 -kapOonoBoii kuciots (2,0 r, 10,7 mmons) B8 DCM (25
wut) nobasisuin DMF (1 kxarmtro) u okcanmunxiopun (2,32 mi, 26,8 mmouns) nipu 0°C, mocie 4ero nepeMeInnBaiim
npu KT B Teuenue 3 u. PeaknnoHHyI0 cMeCh KOHLIEHTPUPOBAIU IPU MOHIKEHHOM AaBineHHu. HeounmieHHsIi
ocratok pactopsuii B DCM (25 mi) u oxnaxaanu 1o 0°C. K BelnieykasaHHOMY pacTBOPY 00BN UMETH-
namuH (30 M), nocne yero nepememusanu npu KT B redenune 2 4. PeakinoHHYI0 cMeCh KOHIIEHTPUPOBAIH NIPU
TTOHIKEHHOM JaBJieHnH. HeounieHHbIH TpoayKT OYHINAIH KOJOHOYHOH XpoMaTorpaduel ¢ mosydeHneM yKka-
3aHHOTO B 3arojioBke coenuHenus. MC: m/z 213 [M+H]".

Crenyromue NpoMeKyTOYHbIE COEANHEHUS TTOTy4add B COOTBETCTBUH C METOIUKOM, OIIMCAaHHON IS TIPO-
MEKYTOYHOTO COEIMHEHHS 6, 3 NCXOJHOTO MaTepuaa, yKka3aHHOTO B TabJIHIe.
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N CTpyKTypa KXMC VICXOOHEI MaTepuall
0 4=
)LNH EKXMC: m/z (MeTOKCHKAPOOHMIT) UIMKJIOTeKCaH
7
/O\Wji:jT i 200,1 [M+H]T —-1l-xapBOoHOBaAA KMCJIOTa U
0 MeTUJIaMUH
o} 4=
~ | KXMC: m/z (MeTOKCUKAPOOHWII) UIMKJIOTeKCaH
8 | () o
Nw 226,1 [M+H]* -1-kapBoHOBad KMUCJIOTa M
o a3eTUIoVH

[Ipomexyrounoe coequHenue 9. (4-((2-MeTokcudTHIT)CyIIb()OHMIT)HEHNUT)METAHOT
o}

@y oH
9
/O\/\'S'/*\“\x/
it

K pactBopy MeTmin-4-((2-meToxcuaTun )cynbdonnn)densoata (1,86 r, 6,84 mmons) B EtOH (20 M) mo6as-
nsma NaBHy (1,3 1, 34,24 mmons) nipu 0°C, mocne vero nepememuBany ipu KT B Tedenne 3 4. PeaknmonHyIo
CMeCh TacHiIM BoJoi M dKkcTparupoBanu EtOAc. OpraHudeckuii cioil MpOMBIBAIH BOJOW, CYITHIH O€3BOIHBIM
Na,SO,, purbTpoBaNy M KOHIEHTPUPOBAIN IPHU ITOHWKEHHOM JaBJICHWHU C ToiydeHueM 1,18 r ykasaHHOro B
3aroNIOBKe COEMHEHHs B BUJE OecuseTHOro macna. 'H-SIMP (400 MI'm; CDCls): 6 8,91 (m, 2H), 8,55 (m, 2H),

O
/O\fog
1]

D/

——

5,0 (, 1H), 4,82 (¢, 2H), 3,74 (r, 2H), 3,38 (r, 2H), 3,24 (c, 3H).

CJ'IG,HyIOHII/IG MPOMEIKYTOYHBIC COCAMHCHUS TTOJTydalin B COOTBETCTBUU C MeTO,HHKOﬁ, OIMCAaHHOU JJIsg TIpo-

MCIKYTOUYHOI'O COCANHCHUA 9, N3 UCXOJHOT'O MaTepuaia, YKa3aHHOTO B Ta6J'II/III€.

Ne CTpykxTypa EKXMC VICXOIHHM MaTeprall
47
= ¢ KXMC: m/z
10 - (3TUIICYJILGOHMUTT) BeHsa
HO | 201 [M+H]"
JILOEeTUD
., 4-—
o 1T ©" |mxmMc: m/z 215
11 g (MBOIPONMIICYJIEGOHMIT)
TR [M+H]*
OeHzaIbOeTU
o 3-pTop—-4-
w“\%g KXMC: m/z 205,0
12 / % VA (Me THIICYJILGOHMI) OeH3
o {4 (M+H)
F anbIOerun
E 2-dpTop—4-
Ho O\ KXMC: m/z 205,2
13 N T&némo (MeTHMIICYJIEGOHMIT) BEHS3
— (M+H) *
ajLmernn
N 4,
09 O o XXMC: m/z 213,2
14 TRy R (UVKJIOMIPOIUIICYJIEOHM
(M+H) *+
ég JI) OeH3aJbpaeru
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15

KXMC: m/z 229,2
(M+H) '

4,
(M300yTUIICYJIEOOHMIT) B

eH3aJIbLOer s

16

KXMC: m/z 201,2
(M+H) *

3-MeTHi—-4-
(MeTHICYIEOoHMIT) BeH3

ajlpmermnn

17

KXMC: m/z 234,3
(M+H) ~

(1r, 4r) -MeTuy—-4-
(1,1-
OMOKCULOMB0THUAZOININ
H-2—

1) UMKJIOTeKCaHKapbor

cuiaT

18

KXMC: m/z 222,3
(M+H) ~

(lr, 4r) -MeTmn—4- (N-
MeTUIIME TUJICYJIb QoHaMM
0O) UIMKJIOTeKCaHKapBoK

cuiaT

19

KXMC: m/z 248,3
(M+H) ~

sTmi—-4- (N—
LUUKJIOIPONIUIIME TUJICYJIB
boHaMMIo ) LMKIIOTEKCAaH

rapbokcuiaT

20

KXMC: m/z
173 (M+H)*

STUIT-1~
(MeTHIKapOaMOMII ) IUIle

pUoMH-4-KapOoKCUIIaT

21

MC: m/z 213

4,
NMIepuOuHKapOoHOBad
Kmcjora, 1-
(MMPPOJIMIOVNHMIKAPOOHU
J1) CJIOXKHEIL 5 TUIIOBLIL

20up

22

HQ o\ HN—

ek s}

MC: m/z 171

mMeTuIT—4-
(MeTHIKapOaMOMIT) UMKIT
orekcaH—1-

rapbokcuiarT

23

MC: m/z 185

MeTUII—4—
(ouMe THIKapOaMOonIT) UM
KJIOTeKcaH—1—

xrapBokcuiar

24

MC: m/z 197

MeTuiI—-4- (azeTuomH—1—
KapBOOHWJT) UIMKJIOTeKCaH

—1l-xapbokcuiar

HO. A

MC: m/z 212,2

MeTMI-4— (IMPPOIUIANH—
1,
KapOOHMJI) UIMKJIOTeKCaH

—l-kapbokcujaarT

[Ipomexyrounoe coequnenue 26. 4-(bpommernn)-2-prop-1-(3TrIICYNb)OHNIT)OEH30T

e

PBr3 il
Br3 , éJ

Br {0

K pactBopy (3-dprop-4-(atuncynsponmn)denun)meranona (3,90 r, 19,11 mmons) B cyxom DCM (50 mu)
nobasisuin PBrs (3,63 mu, 38,23 mmooe) npu 0°C, nocie wero nepememmmBany npu KT B Teuenne 16 4. Peakiu-
OHHYIO CMECh TFaCHUIM XOJIOJHOW BOJOM, HelTpanu3oBanu BoAHbIM pacTBopoM NaHCO; u skctparupoBanu
DCM. OpraHndeckuii cloW NPOMBIBaJIM HACBHIIIEHHBIM COJIEBBIM PAacTBOPOM, CymIHiIH 0e3BomHBIM Na,SOy,
(UIBTPOBAIM ¥ KOHLIEHTPUPOBAIHM MPH MOHIKEHHOM JAaBJiIeHHH. HeounIeHHbIH NPOAYKT OYUIIATN KOJIOHOY-
HOM XpomaTtorpadueli ¢ momydeHueM 1,72 r© yka3aHHOTO B 3arojoBKe COCIMHEHUS B BHJIE OEI0T0 TBEPIOTO Be-

HO

O
T%,,J
o
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mectBa. 'H-SIMP (400 MI't; IMCO-dg): & 7,84-7,88 (1, 1H), 7,62-7,65 (n, 1H), 7,53-7,55 (n, 1H), 4,77 (c, 2H),
3,32 (¢, 3H). MC: m/z 268 [M+H]".

CJ'IGIIYIOHII/IG MPOMEIKYTOYHBIC COCAMHCHUS TTOJTydalin B COOTBETCTBUU C MeTOILPIKOi/'I, OHI/IcaHHOﬁ JJIsg TIpo-
MCIKYTOUYHOI'O COCANHCHUA 26, H3 UCXOHOT'O MaTepuajia, yKa3aHHOTO B Ta6J‘II/IHe.

N | CTrpyKTypa KXMC VICXOOHEIL MaTepurast
3-pTop—4-
/_J/'\ g KXMC: m/z
27 (- —5— (MeTmIICYJIbQOHMIT) GeHWUII) METAHO
Br =0 268,0 [M+H]®
F JI
F (2-pTop—4-—
o KXMC: m/z
28 AR (MeTuICyYJIbbOHMIT) eHMII) METAHO
5 268,5 [M+H]*
s} Br B
OQ‘S’“ XXMC: m/z 4— (IMOPOKCUMETUII) TETPaTUIPO—
29
_.Br 226,3 [M+H]" 2H-Tmronmnpan-1, 1-oMokcun
(4-((2-
/—«\P s KXMC: m/z 293
30 | g :S"éf METOKCUSTIUII) CyJIbGOHMII) eHn)
NG Br | [M+H]™
MEeTaHOJI

IIpomexxyrouHoe coequnenue 31. 4-(Bp0MMeTHJ1)-N,N—zmaTI/IJI6eH30nchIL(bOHaMI/Iz[

0\ JO \‘ "f
A, (s
Br Cl L\ J—— Br (\Nm

K pacrBopy amytrinamuna (0,05 T, 0,74 mmons) B DCM (5 mun) npu 0°C nobasistmu 4-(6pomMmeTiin)oeH-
3oscynshormaxiopun (0,2 T, 0,74 mmons) u TEA (0,1 M, 0,74 mmons) npu KT, nociie yero mepemMernmuBany B
TeueHne | 4. PeaknmoHHyI0 cMech pa30aBisuIi Booi 1 akcTparupoBany DCM. OpraHndecKkuii o mpoMbIBa-
U BOJIOH, cymmin 0e3BoaHbIM Na,SO,, GrimbTpoBanu M KOHICHTPUPOBAIHM MPU MOHMKEHHOM JaBieHuu. He-
OYHITICHHBIN TPOAYKT OYHINAIA KOJOHOUYHOHU Xpomarorpadueit ¢ momyderuem 0,10 T yka3aHHOTO B 3aroJIOBKE
coenuneHns. ' H-SIMP (400 MTI't;, AMCO-dg) 6 u/mnn 1,04 (1, J=7,12 I'u, 6H) 3,16 (xB, J=7,11 I'u, 4H) 4,77 (c,
2H) 7,57-7,68 (M, 2H) 7,78 (1, J=8,60 I', 2H).

Crnenyromue IpoOMeXyTOYHBIE COSAUHEHHS TTOIyYald B COOTBETCTBHU C METOAMKOM, ONMCAaHHON IS TIPO-
MEXYTOYHOTO COeTUHEHUS 3 1, N3 MCXOTHOTO MaTepraia, yKa3aHHOTO B TaOIHIIE.

N CTpyKTypa KXMC VCXOOHEM MaTepurall
/4%{i}yf” AXMC: m/z 320,1
32 Br = N— 2— (MeTUJIaMMHO ) 3TaHOJI
& (M+H) *
OH
\SP KXMC: m/z 322,3 N- (2—
33 . Q»N
Br / "‘H\,,Q\ (M+H) * METOKCUDTIIT) ME TUJTAMIH
00
/_@;gf AXMC: m/z 323,5
34 | g =/ N~ 2— (2 THUIIaMVHO ) 3TaHOJI
' QA\—»OH (M+H)*

[IpomexxyTouHOe coequHEeHHE 35. 1-(XnopMeTHn)—4-(uI/IKnonponmncyan)OHHn)6eH30n

b DCM

K pactBopy (4-(mmknonpormicynsdormn) ¢permn)meranona (0,18 r, 0,848 Mmoib) B DCM (5,0 mim) u
DMF (0,1 M) mo6asmsmu SOCI, (1,0 M, 1,5 mmonb) no xarsim nipu 0°C, mociie 4ero HarpeBaiu ¢ 00paTHBIM
XOJIOMUIHLHUKOM B TeueHue 2 4. Jlo0aBisui BOAY M peaKIIMOHHYIO0 cMech dkcTparupoBaiu DCM. Opranudeckuii
CJIOW TPOMBIBAIH BOJIOW M HackIeHHBIM pactBopoM NaHCO;. Tlocne cymku Na,SO,4 pacTBopuTenh BEITapHBa-
JIM ¥ OCTaTOK OYHINATH KOJOHOYHOHN XpoMaTorpadueii ¢ momyuenueM 0,17 T yka3aHHOTO B 3aroJIOBKE COC/IUHE-
mus. JKXMC: m/z 213,22 (M+H)".

Crnenyromue IpoMexKyTOYHBIC COSAMHCHUS TTOIYYaId B COOTBETCTBUU C METOAMKOM, OMUCAHHOW IS IIPO-
MEKYTOYHOTO COCTUHEHUS 35, N3 MCXOHOTO MaTepHaa, YKa3aHHOTO B TaOJIHIIE.

-43 -



039309

e CTpyKTYpa EXMC VICXONHEM MaTepua
\.\l (4_
_Q KXMC: m/z
36 e (Mz300yTUICYIbbOHMI) beHWII) MeT
247,2 (M+H)~
aHOoJI
(3—mMeTni—4-
7N Q.0 KXMC: m/z
37 \\“ ‘S\ (MeTHIICYJIEQOHMIT) QEHMII) METAHO
Cl G 219,2 (M+H)~
JI

IIpomexyrounoe coeauaenne 38. (4-((1,1-/InOKCHION30THA3OIUIHH-2-1UI)METHI ) TUKJIOTSKCHIT)METHII-

METaHCYIb(POHAT
0
.0
: 57 Oss’ﬂ\ﬁ
‘ljla:‘1 -~ Cl N'
— N e /__<:>_.J
f”<“>J DCMm 0=5-0
HO /

K pactBopy 2-((4-(THOpOKCHMETHII)IUKIOTEKCHI ) METHI ) MU30THA30aUANH- 1, 1 -mnokcuga (1,6 T,

MMoutb) B DCM (10 mur) mpu 0°C mo6aBnsmu EGN (3,0 Mo, 19,0 mmons), DMAP (0,07 r, 0,6 MMoutb), 3aTeM
MsCl (1,4 ma, 17,5 mmoinb). Cmech niepememmBany npu KT B Tedenne 16 9, TaCUIN BOJIOW U 3KCTPArHpOBAIH
DCM. Opranudeckuii CJI0i MpOMBIBaIN BOJOH, Cymuian 0e3BoAHBIM Na,SO,, GUIBTpOBANIH M KOHIIEHTPUPOBA-
JIY TIPY TTOHVDKEHHOM JTaBlieHWU. HeOUHIEeHHBIN MPOIYKT OYXIIAIN KOJIOHOYHOW XpoMaTorpaduei ¢ momydeHn-
eM YKa3aHHOTO B 3arojoBke coeauHenus. JKXMC: m/z 326,2 (M+H)"

Crnenyromue IpoMexKyTOYHBIC COSAMHCHUS TIOIYYaId B COOTBETCTBUU C METOAMKOM, OMMUCAHHOW IS IIPO-
MEKYTOYHOTO COCTUHEHUS 38, N3 UCXOHOTO MaTepHaa, YKa3aHHOTO B TaOJIHIIE.

e CTpykTypa KXMC VcxOIOHEDI MaTepuall
\ 4-
8=0 /| KXMC: m/z
39 | —-N © 0-8=0 (aMMHOME THJI) ULUKJIOTeKCcaHMeTa
e ' © [300,4 (M+H)~
— HOJI
2= (((1r,4r) -4~
{\IS\::E) KXMC: m/z (IMMOPOKCUME TUIT) UMKJIOT€KCIII )
40 —N O 0870
\—-C}vm/ o] 292,1 (M+H)' MeTUJI) U30TUa30JIUINH-1, 1—
JIVOKCUL
H
P (IR, 3r, 538) -8~
PSSO | KXMC: m/z
41 NG azabuumkio [3.2.1] okTaH—-3—
i) 298,2 (M+H)*
R ?’ UIIME TaHOJITUAPOXJIOPUI
IMpomexyrounoe coenunenue 42. ((1r,4r)-4-(N-MeTtuaMmeTHicyb(pOHaAMHUIO0 ) TUKIOTEKCHIT)METHII-4 -

METWIOEH30JICYIb(OHAT
DCM

o] 0 o
/”{D Q:‘:"gm 0:‘_&‘;\0 t, O;%
e shis N = N’ ~
/
\ |
HO

Vs \

K pactBopy N-((1r,4r)-4-(ruapoxcumMerwin)uukiaorekcun)-N-mMetuiaMerancyibdonamuga (0,302 r, 1,365
Mmodb) B mupuauae (3 mun) npu 0°C nobasmsimu TsCI (0,31 1, 1,6 MMoJib). PeakiimoHHyr0 cMech MepeMeInBaId
npu KT B Teuenue 16 4, 3aTeM racunu HachleHHBIM BogHBIM pacTBopoM NaHCO; u skcrparuposanun DCM.
Opranuyeckuii 10 NpOMBIBaIM BOJOH, cyninian 6e3BomHbIM Na,SOy4, GMIBTpOBaNN M KOHIEHTPUPOBAIH TIPH
MOHIKCHHOM JIaBJIeHNH. HeodHIeHHbIH POAYKT OUHINAIN KOJIOHOYHOH Xpomarorpadueil ¢ morydeHueM yka-
3aHHOTO B 3arojioBKe coexuHerus. JKXMC: m/z 375,5 (M+H)".

Crenyromue NpoMeKyTOUHbIE COEANHEHUS TOTy4aad B COOTBETCTBUH C METOIUKOH, OIIMCAaHHON IS TIPO-
MEXYTOYHOTO COCTUHEHHMSI 42, N3 UCXOJHOTO MaTepuala, YKa3aHHOTO B TabJuIIe.
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Ne CrpyKTypa KXMC VICXOOHEDL MaTepual
o O\JCI) N-umxJIonpommi-N— (4—
0=5_ /”“O\ S KXMC: m/z
43 Sy o N.\ (TMOPOKCUME TWUII) UIMKJIOT€KCIUII)
' N |402,4 Quem)-
);j [ MeTaHCyJbQOHAMNL
1-(4-
0= ,Q/\(\x ol BMC: m/z
44 == L»\/Nn{,‘* (ITMIOPOKCUME TV ) INIEePUONH— 1~
y p V| 326,6 (M+H)*
/) 1) IponaH—1-0H
J o] 1-(4-
Oss-g” \_N~¢ | mauc: m/z
45 = - (IrMIOPOKCUME TV ) IMIIEePUONH— 1~
W 340,2 (M+H) "
i) ByTaH—1-oH
Q\Sr?_‘g a aseTunuH-1-—
d L KXMC: m/z
46 == > é I (TUOPOKCUME TUIT ) UUKJIOT€KCU
Q4 N~ 351
/Lj L] JI) METAHOH
qéI?O 4- (runpoxcuMeTmii) -N, N-—
; O | xxMC: m/z
47 ==, OoVMe TMIILUKJIOTeKCcaHkapbokcaMm
\ ,} ~/ N 330
b un
/
22
45 - — o KXMC: m/z 4— (ruopoxcuMe TmII) —N—
)_W’ \‘UMH{N_‘ 325 MeTUJILMKJIOTeKCaHKapOoKcaMm,
q\s'go 0 4=
P / {« XKXMC: m/z
49 FREE (TMOPOKCUME TWUII) ULMKJIOTEKCIUII)
& 4 Ny | 367
/ [\/ (IMPPONIMAONHMII- 1 —1JI) METAHOH
? 4— (IMrMOPOKCUMEeTUIT) —N—
O8~Q oy i | KXMC: m/z
50 | /=4 \\f Nw\( Me TUJIIUIePUINH-1—
WA\L_/’} AN 327
/ 4 KapOoKCcaMmng

#', 383,1 MIICYJIEQOHMII) beHMII) MeTaHOJI

Q,
O!\\S"'O T Q'\UO
N S KXMC: m/z (4— (oxceTan-3-
51 w«/\) Y4 }\
oI

IIpomexxyrounoe coequnaenue 52. S-(OkceTaH-3-1I1)3TaHTHOAT

S
TJY

K pactBopy sranTnonoBoit S-xuciots! (10,0 v, 54 mmons) B DMF (100 mi) moGapnsumn 3-flomokceran
(6,82 1, 59 mmoup), mociie yero nepemewmnBany npu KT B Teuenue 16 4. Peakuuio racuinm xoJioAHON BOJOM U
skcrparupoBain EtOAc. Oprannyeckuii ci10i HPOMBIBAIN HACHIIICHHBIM COJIEBHIM PAacTBOPOM, CYHIMJIH Oe3-
BoAHBIM Na,SO4 ¥ KOHUEHTPUPOBAIIM IPU MOHMKEHHOM JIaBJICHUU C MOJXy4YeHHeM 2,52 T YKa3aHHOI'O B 3aroJioB-
Ke COeJMHEHHs B BHE KeaToro macna. 'H-SIMP (400 MI'm; IMCO-dg): 6 4,94 (1, 2H), 4,56 (M, 1H), 4,42 (T,
2H), 2, 33 (¢, 3H).

IMpomexyrounoe coeaunenune 53. OkceraH-3-CynbHOHWIXIOPHI

K pactBopy N-xmopcyknunamuga (10,0 r, 75 mmons) B MeCN (50 M) mpu 0°C mobasnsmum 2 H. HCI (5
M) B S-(okceTan-3-mn)3tantroar (2,5 r, 18 Mmods), mocie gero nepemeruBany mpu KT B Teuenne 16 4. Peak-
[MOHHYIO CMECh KOHLIEHTPHUPOBAIH, T'ACHIIM HACHIIIEHHBIM BOIHBIM pacTBopoM NaHCO; u skcTparupoBaiu
Et,0. Opranndeckuii cioit cymmnu 6e3BogHbIM Na,SO, W KOHICHTPUPOBAIM MPH TOHMKEHHOM JIaBICHUH C
noxydeHueM 2,8 T HEOUHIIEHHOTO YKa3aHHOTO B 3ar0JIOBKE COSTUHEHHS.

[Ipomexyrounoe coequaenue 54. 4-(bpoMmeTwn ) mumepuAMHTHAPOOPOMHI]T

B/_CNH x HBr

Cwmech munepuauH-4-unmmeranona (0,5 r, 4,3 mmoib) u Bogaoro HBr (10 mur) HarpeBamu mipu 140°C B Te-
yeHre 3 4. PeakiMoHHYIO cMeCh KOHIICHTPUPOBAIY MPH MOHWKCHHOM JIABJICHUH ¢ moirydeHueM 0,5 T yka3aHHO-
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ro B 3arOJIOBKE COGIMHEHHS B BUIE XKEITOro TBepHoro semectsa. 'H-SIMP (400 MI'w; JIMCO-dg): & 3,70 (c,
1H), 3,50 (x, 2H), 3,25 (n, 2H), 2,84-2,93 (M, 2H), 1,86-1,97 (M, 3H), 1,36-1,46 (M, 2H).
[Ipomexxyrounoe coequnaenue 55. 4-(Bpommetn)-1-(okceTan-3-micyb()OHI ) TUTICPUANH
O
§-N
K pactBopy 4-(6pommerin)nunepuauHruapoopomuna (4,16 r, 16 mmons) 8 DCM (200 mut) noGaBmsuim
Et;N (3,23 mu, 44 MMoutb) B okceTaH-3-cyabhoHmxiopun (2,3 T, 14 MMoIb), TIOCIIe Yero mepeMenIiBaId IpH
KT B Tedenue 16 4. PeaknimoHHyI0 cMeCh racHIId BOAoH 1 skcTparupoBanu DCM. OpraHndecKuil CJIoi Cynmm
6e3BoaabIM Na,SO, 1 KOHIICHTPHPOBAJIH IIPH MOHIDKEHHOM JaBJIeHUN. HeOUHIeHHBIH 0CTaTOK OYHIIAIN KOJIO-
HOYHOHM Xpomatorpadueil Ha cuimkarene, ucnonb3ys 30% EtOAc B rekcane B KauecTBE JITIOEHTA, C MOTyYCHH-
eM 0,780 r ykazaHHOTO B 3aroJIOBKE COSIWHEHHS B BHIC OEIOro TBEpJOTO BEIIECTBA. "H-sImMP (400 MTIy;
JAMCO): 6 4,76-4,80 (m, 1H), 4,67-4,74 (M, 3H), 3,6 (1, 2H), 3,46 (1, 2H), 2,75 (T, 1H), 1,72-1,81 (M, 3H), 1,08-
1,23 (m, 2H).
[Ipomexyrounoe coequnenue 56. 4-(bpommernn)-3-propden3oitHas KucioTa

P A
—“§::>~4%H T B#rvé;;>ﬁ4%H
F F

K pactBopy 3-¢hrop-4-metnnbensoiinoit kuciotsl (5,0 T, 34,67 MMoub) B 6erzoite (50 M) mobaBmsin OeH-
sommmepokcus (0,8 T, 3,46 mmons) 1 NBS (6,0 r, 34,6 MMoIIb), ocite dero HarpeBanu npu 85°C B Tedenue 4 d.
Peakmmonnyto cmech oxnaxaamm a0 KT, ocakieHHOE TBepaoe BEIIECTBO OT(HIBTPOBHIBAIH, IPOMBIBAIN BO-
J0if, 3aTeM IeKCaHOM H MOCJIE 3TOTO CYIIMIH C TOJydeHHeM 4,6 T YKa3aHHOTO B 3arOJIOBKE COeIuHeHHs. 'H-
SIMP (400 MT'i; CDCly): 8 7,8 (1, 1H), 7,76 (1, 1H), 7,51 (t, 1H), 1,79 (c, 2H). MS: m/z 231 [M-H]".

[TpomexyrouHoe coeaunenue 57. Azetuaus-1-ui(4-(xsopmerin)-3-propdheHnn)MeTaHOH

B )= o4 —> =/ N
F F L]

K pactBopy 4-(6pommeTii)-3-propOeH3oitHoi kucnotsl (4,5 T, 19,4 Mmone) B DCM (60 M) ipu 0°C 1o-
GaBysuTy azeTuauHTUApPOXIopua (2,17 r, 23,3 mmons), DIPEA (17 mi, 97,4 mmons) u T3P (17,5 mi, 58,4 MMoutb)
npu KT, mociie yero nepememyBaii B TedeHue 16 4. PeaknmoHHYyI0 cMech pa30aBisuid BOJOW M AKCTparupoBa-
1 DCM. Opranudeckuii cJIoi mpoMBIBaIIK BOJIOH, cymmiIn 6€3B0AHBIM Na,SOy4, GUIBTPOBAINA U KOHIIEHTPUPO-
BaJIM MIPY MMOHMKCHHOM JIaBlieHNH. HeounIeHHbIH MPOMyKT OYHUINAIN KOJIOHOYHON XpoMarorpadueii Ha CHIIn-
karene, nucnoib3ys 30% EtOAc B rekcaHe B KadecTBE 3JIIOEHTA, C MOJIydeHHEM 1,2 T yKa3aHHOTO B 3ar0JIOBKE
COCIMHEHUS B BHJIE OCJIOTO TBEPIOTO BEIIECTBA. 'H-sIMP (400 MTI';; CDCly): 6 7,49-7,35 (M, 4H), 4,64 (c, 2H),
4,29-4,24 (m, 4H), 2,09 (M, 2H). MC: m/z 228 [M+H]".

IMpomexyrounoe coeaunenune 58. S-I'mapokcu-2-(n3onHaonnu-2-mimernn)-4H-nnpan-4-on

O
HO | ';’-”m\
B X4

K nepememmBaemomMy pactBopy 2-(xnopmertwin)-S-ruapokcu-4H-nupan-4-ona (2,0 r, 12,5 mMons) B are-
torutpuie (50 m) nodasmsum DIPEA (3,22 mut, 25,0 mmoins) 1 uzounnonus (1,78 r, 25,0 mmons) mpu KT. Ko-
T/1a peakus 3aBepliajiach, OCaXIECHHOE TBEpAOe BemecTBO QruibTpoBany u npombiBann EtOAc. Yka3anHoe B
3aroJIOBKE COCTUHEHNE COOMpPAITM B BUEC TBEPIOTO BelmecTBa OiemHo-kopuaHeBoro nsera (1,1 ). XKXMC: m/z
244,1 (M+H)".

IIpomexyrounoe coemunenue 59. S-T'mapoxcu-2-((5-(TpudTopMeTHI)U30MHAOTUH-2-1T)MeTHI)-4H-
nupan-4-oH

]

“"f'jv \ J
|
Aon

K nmepemermmBaemMoMy pactBopy 2-(aMuHOMETHN)-5-THapokcu-4H-nmpan-4-ona (5,6 T, 17,0 MMouts) B arie-
torutprie (40 mu) mo6asismu 1,2-6uc(6pommernn)-4-(tpudropmermin)-6enzon (2,4 r, 17,0 mmons) u DIPEA
(23,78 mm, 136,2 mmonns) npu KT. Peaknmonnyro cMech HarpeBanu 10 90°C mo 3aBeprieHus peakiuu. Peakim-
OHHYIO CMECh KOHIICHTPUPOBAJIH IIPH IMOHKECHHOM JIaBICHUH U MOJyYeHHBIH ocTaToK nepeMermmBamy B EtOAc.
CMmecr ¢unbTpoBaIM W (PUIBTPAT KOHIEHTPHPOBaTH. HeounmeHHOE cOeTMHEHHE AOMOIHUTENBHO OYHINAIN
nonymnpenapatuBHoit BOXKX ¢ monydyeHunem ykazaHHOTO B 3aronioBke coenuHenus (0,85 r). XKXMC: m/z 312,1
(M+H)".

IMpomexyrounoe coequnenune 60. 2-((5-OTopu30MHIOINH-2-WIT)METHIN)-5-TuApokcu-4H-nnpan-4-on
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Q

K pactBopy 2-(amuuOMeTHIN)-5-rHapokcu-4H-nupan-4-ona (14,2 r, 63,8 Mmmoins) B Tomyone (100 mi) no-
Gasmsumn 1,2-6uc-(6pommernn)-4-propodenzon (19,7 r, 70,2 mmons) u EGN (35,8 mu, 255 mmons) mpu KT.
Cwmech nepemermmBany nipu 100°C 1o 3aBepiineHus peakiind. PeakIMOHHYI0 CMeCh KOHIICHTPHUPOBAIH MPH TI0-
HIDKEHHOM JIaBJICHUH M OCTaTOK OYHIAIN KOJIOHOYHOW XpoMaTtorpadueil ¢ moydeHneM yKa3aHHOTO B 3ar0JIOB-
Ke COeJIMHEHHS B BUJIE TBEPIOTO BellecTBa Gexeroro mseta (4,60 r). JKXMC: m/z 262,2 (M+H)".

[Ipomexyrounoe coequnenue 61. 5-(I'mapokcuMeTHI)U30UHIOIUH- 1 -OH

¢]
MM
OH

K mepememmBaeMoMy pacTBOpY MeTHI-1-O0KCOM30MHAOMMH-5-kapOokcmnara (4,0 T, 20,9 mmons) B THF
(120 mu) mo6asmsmun DIBAL-H (1,2 M, 87,2 mu, 104,6 mmons) nipu -70°C. Yepes nBa gaca mpu -70°C cmecu
JTaBaJI BO3MOXKHOCTH Harpetbest 10 0°C u mepememmuBany B TedeHue 1 4. Peakuio racwm MeOH u amynbcuio
¢unbTpoBamu yepe3 cnorr Celite®. OunpTpar KOHIECHTPUPOBAIU MOJ] BAKYYMOM M HCOYHIICHHBIA MPOIYKT
OYHINAIHA KOJIOHOYHOHW XpoMaTorpadueil ¢ moIydeHHeM YKa3aHHOTO B 3arojIOBKE COCTMHECHHS B BUIE OJIEIHO-
KOpH4HEBOTo TBeporo Bemecta (0,8 r). XKXMC: m/z 164,1 (M+H)"

[pomexxyrounoe coeauaenue 62. 5-(I'uapoKCUMETHIT)-2-ME THITU30MH IO H- 1 -OH

0

1!

T

N\ OH

a) MeTuin-2-MeTHII- | -OKCOM30MH 0N H-5-KapOoKCHIIar.

K mepemermmBaeMoMy pacTBOpY MeTHII-1-0KCOM30MHAOINH-5-KapOokcmnara (5,0 T, 26,1 Mmonp) B DMF
(100 ™) mobasmsim NaH (60% nmucnepcus, 1,5 r, 37,5 mmomns) nipu 0°C. Yepes 30 mun npu 0°C mobaBisuin
Hoameran (2,44 mi, 39,2 mmoinb). CMecu qaBaiii BO3MOKHOCTh pearuposats mpu 0°C. Ilocne 3aBepiieHus pe-
aKIUM CMECh BIUBAIIM B JICASHYIO BOAY M dkcTparuposanu EtOAc. OO0beAMHCHHYIO OpraHndeckyr (asy mpo-
MBIBAJIM HACBHIIICHHBIM COJICBEIM PAaCTBOPOM, CYIIHIHN HaJ 0e3BOIHBIM Na,SO, U KOHIIEHTPUPOBAIHU O] BaKyy-
MoM. HeounineHHOE COeTMHCHHE OYUINAIH TPOMBIBKON TIEHTAHOM/TIPOCTBIM TUITUIOBBIM 3()UPOM C IOTyYCHH-
€M YKa3aHHOTO B 3ar0JIOBKE COCAMHCHHS B BHJIE OJIeIHO-KOPUIHEBOTO TBepaoro Bemectsa (2,0 r). XKXMC: m/z
206,1 (M+H)".

b) 5-(I'mapokcuMeTHIT)-2-METHIIN30NHAOTNH- | -OH.

K mepememmBaeMomMy pacTBOpy METHII-2-METHII- 1 -OKCOM30MHA0MMH-5-Kapookcmiara (3,4 T, 16,6 MMOJIb)
B THF (150 mi) no6asmstmn MeOH (0,53 mu, 13,1 mmone) u LiBH, (2,0 M pactop, 16,6 M, 33,2 MMOJIb) TIpH
0°C. Yepes 3 u npu 0°C pacTBOpy AaBaii BO3MOXHOCTh HarpeThes no0 KT u mepememmBaii 10 3aBEpIICHUS
peaknuu. Peakmuro racumm cmecbio MeOH:H,0 (1:1) m cMech KOHIIEHTPHUPOBAIN TPHU TMOHKCHHOM JaBJICHHH.
Heounmennoe coegHeHNE OYMINAIHA KOJOHOYHON Xpomarorpadueil ¢ morydeHHeM YKa3aHHOTO B 3ar0JOBKE
COCJIHEHUS B BHJIC OJICIHO-KOPUYHEBOTO TBepAoro Bemectra (2,0 T). XKXMC: m/z 178,1 (M+H)+.

[Tpomexyrounoe coeaunenue 63. 4-bpom-1-(4-(6pommerun)dennn)-1H-nmupazon

Br. _ Br
-0~
a) 1-(n-Tomwn)-1H-nmpazon.

B MukpoBOHOBEIN peakTop 3arpyxanu MoHoruapar anerata meau (1) (0,02 r, 0,1 mmomns), DMF (5 mi),
mupason (0,177 t, 2,60 mmons), 4-fioaromyoun (0,436 r, 2,0 mmons) u Cs,CO; (1,30 T, 4 MMouts). PacTBop mipo-
JlyBJIM Ta3000pa3HBIM a30TOM, TIOCJI€ YeTO HarpeBalii B YCIOBHUSIX MHUKPOBOIHOBOTO oOmydenws mpu 120°C.
TTocne 3aBepmienns peakunn (KXMC) peaknuonnyio cMmech pazbdasisuin H,O u EtOAc. Bonnsrii ciioit skctpa-
rupoBain EtOAc. O0wvenuHeHHbIe opranmdeckue ciou mpombiBanu H,O, cymmau Haj 0e3BoAHBIM Na,SOy,
GUITBTPOBANTHM W KOHIICHTPUPOBAJIH C TIOJYyYeHUEM YKa3aHHOTO B 3arojioBke coeamnenus (0,26 1). XKKXMC: m/z
159,1 (M+H)".

b) 4-bpom-1-(m-rommn)- 1 H-impaszosn.

B kpyrmiononnyto konby 3arpyxamu 1-(n-rommi)-1H-nmupaszon (0,26 r, 1,64 mmons), xsiopodopm (10 M),
N-6pomcyxkranmun (0,336 r, 1,89 mmons) u 6enzommepokcun (0,04 r, 0,16 mmois). PacTBop mpoayBanmu a3o-
TOM W HarpeBajii ¢ oOpaTHBIM XoioawibHUKOM. [locie 3aBepmienust peakunu (JKXMC) peakunoHHYIO cMech
racwn Bogoi. Boanslit cnoit sxcrparupoBainu CH,Cl,. OObeauHEHHBIE OpraHUYEeCKUe CIION CYIIWIN 0e3BojI-
HBIM Na,SO,, QUIBTPOBAIH U BBITAPUBAIN I0CYXa C MOIyYEHHEM YKa3aHHOTO B 3arojioBke coeanHenus (0,409
T, BEIXOJI HEOUHIIIEHHOTO TIpoykTa). JKXMC: m/z 237,1 (M+H)".

¢) 4-bpom-1-(4-(6pommeTwn)denwn)- 1 H-mupazod.

B kpyrnomonnyto koily 3arpykaiad ykazaHHOE BBIINIE HeodHineHHoe Opomuanoe coenunenue (0,40 T),
xyopodopm (10 mur), N-Opomcyknmaumug (0,345 1, 1,94 mmons) u 6enzonnmeporcua (0,041 r, 0,17 Mmomb).
PactBOp mpoyBanu a30TOM M HarpeBaim ¢ oOpaTHBIM XoJonuiabHUKOM. [locie 3aBepiienus peakmuu (JKXMC)
PEaKIMOHHYI0 CMeCh racwiii Bojoi. Bomubeiii cioi skcrparupoBanu CH,Cl,. OO0benuHeHHBIE OpraHUYECKHe

-47 -



039309

ciou cymuid 0e3BoAaHbIM Na,SOy, GUIBTPOBAH U BRIAPHUBATIH JOCYXa C MOJYYCHUEM YKAa3aHHOTO B 3aTOJIOBKE
coequaeHus (0,569 T, BBIXOJ HEOUHMIIEHHOTO MPOAYKTa). ITOT MaTepHal HCIOJIb30BAN KaK €CTh Ha CIIEIAYIO-
et cramun. XKXMC: m/z 315,1 (M+H)".

[Ipomexyrounoe coenunenue 64. Dtui-1-(4-(6pommern)dennn)- 1 H-mupazon-4-kapOookcumat

- Br
k \(@ S
O ey
o

a) Otmn-1-(n-romun)- 1 H-mupazon-4-kapOokcuiar.

YkazaHHOe B 3arojoBKe COeAWHEHHE Nonydanu u3 4-iomotomyona (0,436 r, 2,0 MMOb), MOHOTHIpATA
arnterara meau (I1) (0,02 1, 0,1 mmois), 4-3Tokcukapoormmmupaszona (0,392 r, 2,80 mmons) u Cs,CO; (1,30 1, 4
MMoutb) B DMF (5 M), kKak omucaHoO Ha CTaguu (a) IS MPOMEKYTOUHOTO COeIMHEHHUsT 66. YKazaHHOE B 3aro-
JIOBKE COEIMHEHNE OUHIIANIA KOJIOHOUHO# xpomarorpadueii (0,11 r). JKXMC: m/z 231,3 (M+H)".

b) Otuin-1-(4-(6pommernn)penwn)- 1 H-mupazon-4-kapOokcunar.

B kpyrnomonHyto konly 3arpyxanu 3Tui-1-(m-tomwmn)- 1 H-mupazon-4-kapbokcunar (0,11 r, 0,48 Mmoinb),
aneroHuTpmi (4 mi), N-6pomcykumanmun (0,102 1, 0,57 mmons) u 2,2'-a3060mc(2-mMetrnnponrorutpui) (0,016
r, 0,1 MMonB). PacTBOp HarpeBany ¢ 0OpaTHBIM XOJIOJMIBHUKOM 110 3aBepiueHust peakuun (JKXMC). Peakiuro
racwm HacbimeHHBIM NaHCO; n skctparupoBamn EtOAc. OObepnHEHHBIE OpPTaHWYECKHE CIIOM CYIIWIN
Na,SO,, GuisTpoBany W KOHLUEHTPUPOBAIH I10JI BaKyyMOM. HeouMIeHHBI MaTepHan OYMINaId KOJOHOYHOU
xpomarorpadueii ¢ HolydeHHeM YKa3aHHOTO B 3arojoBke coeaunenus (0,12 r). JKXMC: m/z 309,3 (M+H)".

IMpomexyrounoe coeaunenue 65. 1-(4-(Xmopmerwmn)denwn)-1H-1,2,3-tpuazon

N
NaN cl

a) (4-(1H-1,2,3-Tpua3zon-1-n)peHm)MeTaHOI.

Bo ¢makon 3arpyxanu n-iogdensmwiossiid cupt (0,234 1, 1 Mmmons), JIMCO (4 mi), L-ponun (0,023 1,
0,200 mmoup), omun meau (1) (0,019 r, 0,100 mmous), L-ackopbat Hatpus (0,040 r, 0,200 MMOIIb), a3u HATPUS
(0,098 T, 1,500 Mmmoup), TpumeTmwicummanetwieHn (0,285 mu, 2,000 mmons), H,O (0,5 M) u kapOoHAT Kamust
(0,207 1, 1,500 Mmmomnb). ['a3000pa3HbI a30T MPOITYCKaIN Yepe3 pacTBop U cMech HarpeBasm 10 80°C. ITo okoH-
yanuu peakuuu (KXMC) nobasnsim 10% amMuauHslii pactBop, 3areM EtOAc. BoxHslit cioit sxkcTparupoBanu
EtOAc. O0bearHEHHBIE OPTaHUYECKUE CJIOM IPOMBIBAIM BOJIOHM, CYIIMIN Haj 0e3BoHbIM Na,SO,, GunstpoBa-
JM ¥ BBINApUBAIH J0ocyxa. HeodnIueHHbIH MaTepHal O4MINAIM KOJOHOYHOW XpoMaTorpaduell ¢ MmoixydeHHeM
yKa3aHHOTO B 3arojioBke coequnenus (0,055 r). KXMC: m/z 176,2 (M+H)+.

b) 1-(4-(Xnopmermin)pennn)-1H-1,2,3-tpuazour.

Bricymennyro B cymmibHOM MKady KpyriomoHHyIo koibOy 3arpyxkamu (4-(1H-1,2,3-tpmazon-1-
nn)pennn)meranosiom (0,11 1, 0,628 mmois) u CH,Cl, (3 mi). Ipu 0°C mobasismu karuo DMF (~0,05 mi), a
3atrem SOCI, (0,069 mi, 0,94 mmons). PactBop BeinepkuBanu npu 0°C B Teuenue 10 MuH, IMociie 4ero JaBaju
Harpethest 1o KT. ITocne 3aBepmenus peakinu (QKXMC), pacTBOpUTENs BHITAPUBAIN 1T0J] BakyyMoM. OcTaTok
pactBopsii B HackimeHHOM NaHCO; u EtOAc. Boansiit cnoii skctparupoBanu EtOAc. O0bennHeHHBIE Opra-
HUYECKHE CJIIOW CYIIHIN Hal 0e3BomHBIM Na,SO,, GUIBTpOBANIM M yMapuBaId MOJ BAaKYyMOM C IOJIyYCHHUEM
yKa3aHHOTO B 3arojioBke coequaenus (0,049 r). KXMC: m/z 194,2 (M+H)+.

[Ipomexxyrounoe coequaeHue 66. 2-(4-(XmopMeTri)QeHnIT)oKca3ol

-N 7 cl
My N\
B

VYkazaHHOe B 3arojoBKe coeaWHeHWe moiydanmn u3 (4-(okcazon-2-mm)penmn)meranona (0,13 r, 0,74
mMmoutb), SOCI, (0,081 mm, 1,11 mmons) u xarmmu DMF (~0,05 mi) B CH,Cl, (3 M) corftlacHO METOJIMKE, OTIH-
canHoi Ha ctayuH (b) [T MpoMeKyTOuHOTo coeauHenus 65 (0,122 r). JKXMC: m/z 194,2 (M+H)".

[Ipomexyrounoe coequHenue 67. AzeTuant-1-ui(4-(TuapoKCHMETHI)TUTICPUTNH- | -HIT)METaHOH

o]
0L

B kpyriononnyto xon0y 3arpyxanu nunepuanH-4-mimeranos (0,230 r, 2 mmons), ateronutpuit (10 M) u
N,N'-kap6onunmunmuaazon (0,357 r, 2,200 mmoins). CMmecH gaBanu BO3MOXKHOCTH npopearupoBats npu KT B
teuenue 2 4. lobaemsuu DIPEA (0,35 mur, 2,0 MMons), 3atem azetuaus (0,270 mi, 4,00 MMOITB) U cMeCh Harpe-
Baym 10 60°C no 3aBeprrenus peakipn (KXMC). Jobasnsu cmech 1:1 Hackimennoro NaHCO;, HackImeHHOTO
coseBoro pactBopa u EtOAc. Boansrii cioit sxcrparupoBanmu EtOAc. OO0betMHEHHbIE OPTaHUYECKUE CIIOH CY-
i 6e3BoaHBIM Na,SOy4, GUIBTPOBAIH U BBITIAPUBAIIN JOCYXa C TTOJYICHHEM YKAa3aHHOTO B 3ar0JIOBKE COCMIH-
gerns (0,41 ). JKXMC: m/z 199,2 (M+H)".

IIpomexxyrounoe coenuaenue 68. (4-(I'napokcuMe T TUnepuInH- 1 -1r)(MopdhoIMHO )METaHOH

' NjiN
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B kpyrinononnyro xonly 3arpyskamyu nunepunua-4-uameranoi (0,230 r, 2 mmois), quxiaopMeran (10 mi),
Et;N (0,5 mu, 3,6 mmonb) u 4-mopdonmakapoormnxiopun (0,257 mi, 2,20 MMOJIB), ¥ CMECH JaBajld pearupo-
Bath nipu KT 1o 3aBepmienns peakuuu (SIMP). CMmech BbIIapuBaliv I0CyXa, IMOCIE YeTO JTOOABISIN HACKHIIICH-
He1ii NaHCO; u EtOAc. Boansrii cioit skctparupoBanu EtOAc. O0beuHEHHBIE OpTaHNYECKHE CIIOW TIPOMBIBA-
JIM HACBIIEHHBIM COJIEBBIM PAcTBOPOM, CYIIHIN Haj Oe3BogHBIM Na,SO,4, GuiIbTpoBamy W KOHIEHTPHPOBAIH
TI0J BaKyyMOM C TIONTydeHHEM YKa3aHHOTO B 3aroioBke coeaunenus (0,2 r). JKXMC: m/z 229,3 (M+H)".

[Ipomexyrounoe coequaenne 69. 4-(I'mapokcumeTin)-N,N-TuMeTHITHIIEpUANH- | -CyTb(hoHAMUT

v 9 OH
B xpyrmomnonHyro kon0y 3arpyxanmu nunepuani-4-unmeranon (0,65 r, 5,6 mmons), CH,Cl, (15 mur) u EN
(1 mm, 7,2 mmoms). Jobasmsumm mumetmicynbdamonixiaopua (0,55 mur, 5,1 mmons) nipu 0°C, mociie gero pac-
TBOpY maBanm Harpetbes mo KT. Tlocne 3aBepmenus peakiuu (TCX), pacTBOp KOHIICHTPUPOBAIH TIOJ BaKyy-
MoM. OCTaTOK MPOITyCKAJH Yepe3 CION CHIMKAreys ¢ IMOJIydeHHEM yKa3aHHOTO B 3aT0JIOBKE COSAMHEHUS B BHIIE
xkenrtoro TBepaoro Bemectsa (0,81 r). XKXMC: m/z 223,2 (M+H)".
IMpomexyrounoe coeannenue 70. (1-(LukmonponankapOOHMII)TUIIEPUINH-4-IT)METHI 4-METHIIOCH30J1-

cynbhoHaT
e
? e >M/ TN/
) NS

<

B BEICynIeHHYIO B CYIIMIIEHOM IIKady KPYTIOAOHHYIO KOJIOY 3arpyxanu nunepunua-4-unmeranon (0,346
T, 3 Mmoab), CH,Cl, (10 mim) u EzN (1,67 mu, 12 MmMous). JloGasisimu miukionpornankapoormmximopu (0,28 mi,
3,9 mmoup) mipu 0°C. PacTtBop octaBnsiimm pearupoBaTh pu KT. Korma oOpa3oBanne amuia ObUTIO 3aBEpIIICHO
(TCX), nobasmsumu m-tomyoncynbporunxiopun (0,858 r, 4,50 mmons) mpu KT. [Tocie 3aBepmieHuss peakuuu
(OKXMC) pactBopuTensb BhIIapuBaN 10 BakyyMmoM. Octatok pactBopsiiiu B HaceimerHoM NaHCO; u EtOAc.
Bonmuerii cnoii skcrparupoBanu EtOAc. OObeariHEHHbIE OPTaHUYECKHE CIIOM CYIIWIA 0e3BOAHBIM Na,SOy,
(bUIBTpPOBANU U KOHICHTPHPOBaTH. HeounmeHHbIH MaTeprall OYHUIIaIl KOJOHOYHOU XpoMmarorpadueii ¢ moiy-
YeHHEM yKa3aHHOTO B 3arosoBke coemunenns (0,548 r). KXMC: m/z 338,4 (M+H)".

IMpomexyrounoe coeaunenue 71. 4-(I'mnpoxcumernin)-N-MeTHIIHKIOTeKCaH- | -kapOoKcaMu
-

) : %0
HO ‘

a) MeTmn-4-(MeTriKapOaMOWIT)ITUKIIOTeKCaH- | -kapOOKCHITaT.

K pactBopy 4-(MeTOKCHKapOOHII)-IIUKIIOTeKcaH-1 -kapooHoBoi kucnotsl (1,2 1, 6,4 mmons) B CH,Cl, (25
wt) pobasisiin DMF (1 xammo), 3atem (COCI), (1,4 mi, 16,1 mmons) mpu 0°C, nocne 4ero cmMech nepeMeru-
B nipu KT. PeakironHyl0 cMech KOHLIEHTPHPOBAIM NMPU MOHM)KEHHOM JABJICHUH JUIS yHAJCHUs] W30bITKA
(COCl);. Ocratok pactBopsutr B CH,Cl, (25 mun) u oxnaxxnamm go 0°C. K ykazaHHOMY BBIIIIE pacTBOpPY H00aB-
nsimr MeNH, (17 mim), mocne gero nepememmmBany npu KT 1o 3aBepimeHus peakiiui. PeakiimoHHy0 cMech KOH-
[EHTPUPOBAIIN TIPY TIOHMKEHHOM AaBlieHHH. HeounIeHHbIH MPOAYKT OYHUIIAIA KOJIOHOYHOW Xpomarorpadueit
C TOJIyYEHHEM YKa3aHHOTO B 3arojioBKe coenuHeHus B Buue OecreTHoro macna (0,5 r). XKXMC: m/z 200
(M+H)".

b) 4-(T'uapoxcumeTin)-N-MeTHIIUKIIOTeKcaH- | -kapOoKcaMHu .

K pactBopy MeTun-4-(MeTrikapbamonn)uuKiIorekcan- 1 -kapooxcmnara (0,4 r, 2,0 mmoins) B EtOH (10 mu)
no6asismn NaBH, (0,57 1, 20,1 Mmmois) nipu 0°C, mocie gero nepememmusaiu mpu KT 1o 3aBeprieHus peaknuy.
PeakinoHHyI0 cMech KOHLICHTPHPOBAIH TIPH MTOHWKEHHOM JIaBJICHHH. HeouneHHbIi MpoayKT O4YHIIaim KOJIo-
HOYHOW Xpomarorpadueil ¢ moIydyeHneM yKa3aHHOTO B 3aroJIOBKE COCAMHEHHUS B BHAE OECIBETHOH KHIKOCTH
(0,3 r). XXMC: m/z 172 (M+H)".

IIpomexyrounoe coequnenue 72. 4-(I'mmpokcumeTnin)-N-MeTHIMTUTIEpUINH- | -kapOokcaMu,T

HO @ HN-—
Nt
—'<\O

a) Otmi-1-(MeTHUIIKapOaMONI ) TUITePUANH-4-KapOOKCHIIAT.

K pactBopy sTrnmunepunus-4-kapookcmnata (10,6 r, 68,0 mmons) B8 THF (25 mur) no6aemsmm Et;N (13,7
w1, 136,1 Mmmons) 1 ¢pernnmernnkapbamart (10,4 1, 68,0 Mmonb), ocne yero Harpesanu npu 80°C. Ilo okonya-
HUM PEAKIUU CMECh KOHIICHTPUPOBAIH MPH MOHWKCHHOM JaBIcHUU. HEOUHIEHHBIH MPOIYKT OYHIIAIN KOJO-
HOYHOW Xpomarorpadueii ¢ IoIydYeHneM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BHIE B BHIE JKEJITOTO TBEPO-
ro Bemectsa (9,8 ). JKXMC: m/z 215 (M+H)".

b) 4-(I'mapoxcumeTw)-N-MeTHIHIIEPUANH- | -KapOOKCaMHI.

K pactBopy atHi-1-(MeTHKapOamownn) nunepuana-4-kapookcmnara (3,0 T, 14,0 mmons) B MeOH (100
M) ipu 0°C mobasisimu NaBH, (4,2 T, 112,0 MMoutb), ocite dero nepemernmuBany npu KT no 3aBeprienus pe-
aKkIuu. PeakmoHHyI0 CMeCh TaCHJIM XOJIOJHOW BOJOW M KOHLEHTPUPOBAIM NMPH MOHWKEHHOM AaBieHuu. He-
OYMINEHHBIN MPOAYKT OYMIIAIHN KOJIOHOYHOW XpoMaTorpadueid ¢ MojydeHHeM YKa3aHHOTO B 3ar0JIOBKE COSIH-
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HeHHs B BUle Tumkoi Maccsl (1,21 r). MC: m/z 173 (M+H)".
IIpomexxyrounoe coequnenue 73. 5-(XaopMeTu)-2-MeTHIN30UHIO0NIHUH- 1 -OH

3
WN\]@\/G

K mepememmBaeMoMy pacTtBOpy S-(THAPOKCHMETHI)-2-METHIM30UHIOINH-1-00a (2,5 1, 14,1 MMonb) B
CH,Cl1, (150 mur) mo6asmsimu EtsN (8,86 M, 63,5 mmous) mipu 0°C. Hob6asmsum MsCl (1,64 mut, 21,2 MMons) 1
pactBop nepemeruBanu npu 0°C B TeueHue 2 4, nocie 4ero ero Harpesaiu 10 KT. PeakuimonHyio cMech racuin
Bozo#t u skctparupoBamu CH,Cl,. O0beqMHEHHYI0 OpraHUYECKYI0 (ha3y MPOMBIBAJH HACHIIICHHBIM COJICBBIM
pacTBopoM, cynriy Haja 6e3BomHbIM Na,SO4 ¥ KOHIIGHTPHPOBAIH MOJ BaKyyMOoM. HeodHIleHHOe COeTMHEHUE
OYUINAIHA KOJOHOYHOW XpoMmaTorpadueidl ¢ MOJyYCHHEM YKa3aHHOTO B 3aroJIOBKEC COCAMHCHHS B BHUJE IOYTH
6enoro TBepaoro Bemectsa (500 mr). XKXMC: m/z 196,1 (M+H)".

Crieyromuye MpOMeXyTOYHbIE COSTMHEHUS MOJTyJaly KaK OTMCAHO I MPOMEKYTOYHOT'O COSIMHEHUS 73
13 UCXOJHOTO MaTepuasa, yKa3aHHOTO B TabJHIIe.

e CTpyKTypa EKXMC VICXOOHEIM MaTepuall
4— (ruOpoKCUMeTHUI) —N, N—
o /P et oz ’
74 kéimcf—\,_j “< OVMe TUIINUInepruoma—1—
it ST |265,3 (M+H) T
kapboxrcaMmn
3- (rumpoxcumMme i) —N, N—
j’ o Qr KXMC: m/z ’
T5 |~ A 3 OUMe TUIIIUPPOaUIH- 1~
NTTNTN S 6 [ 251,3 (M+H) Y
! vy KapBoKCcaMig

IIpomexyrounoe coemunenue 76. (1-(N,N-Iumetuncynbdamoni)munepuant-4-uin)MeTuiI-4-MeTHI0CH-

30JICyIb(GOHAT
0
) 9 { Ohgh@“
NG \
) g N &N/

VYka3aHHOE B 3aroJIOBKE COEAMHEHHE MONydain u3 4-(ruapokcumeTiin)-N,N-TuMeTHImunepuIua- 1 -cyb-
¢donamuma (0,58 r, 2,6 Mmmonb), n-Tonyoncynbdormnxiaopuna (0,572 r, 3,0 mmons) u Et;N (0,545 mm, 3,91
mmods) B CH,Cl, (10 MiT), B COOTBETCTBUU ¢ METOAMKOM, OIIMCAHHOMN ISl IPOMEKYTOYHOTO COCTUHCHUS 73.

HeounmeHHbI MaTepran OYHIAIN KOJIOHOYHOHM XpoMaTorpadueil ¢ moTydeHHeM YKa3aHHOTO B 3aTr0JIOB-
Ke COeJJMHEHHs B BUJIE MOUTH Genoro TBepaoro semectsa (0,44 r). JKXMC: m/z 377,5 (M+H)".

Crnenyroniue NpoMeKyTOYHbIE COeIMHEHUS MOJIydaiy Kak OMHMCaHO Ui MPOMEKYTOYHOI0 COeTUHEHUs 76
W3 UCXOTHOTO MaTepuaia, yKasaHHOTO B TaOHIIe.

N CrpykTypa EKXMC VICXOOHEDI MaTepras
E\ y azseTuanH—1-1mJI (4-
. . KXMC: m/z
77 _JN P‘i\j\ /i Y (TMOPOKCYIME T ) IIUTIePUOUH
Qg 353,4 (M+H)*
&0 —-1-1J1) METAaHOH
1 (a-
{’;N’ N’l o EXMC: m/z
78 | o ot (IMMOPOKCHYME TIII) IUIIEPUONH
e A Sy 383,4 (M+H)*
o ?!/ ) —1-w1) (MOP®OJIMHO) METAHOH
e

Crenyroliee IPOMEXYTOYHOE COSTUHEHHE MOMY4ald B COOTBETCTBHU C METOIUKOMN, OMHUCAHHOM JUTS MPO-
MEXYTOYHOTO COCTUHEHHMsI 38, N3 UCXOJHOTO MaTepuala, YKa3aHHOTO B TabJuIIe.

N CTpyKTypa KXMC VICXOOHEM MaTepuras
79 Q 5—
NN KXMC: m/z 242,1
HN | (TUOPOKCUME TUIT) U3ONHIOJINH
NN “‘\"O\S{ (M+H) -
&0 -1-0oH

CJ'IG,HyIOHII/IG MPOMEKKYTOYHBIC COCAMHCHUS TTOJTydalid B COOTBETCTBUU C MeTO,HHKOﬁ, OIMCAaHHOU JJIs TIpo-
MCIKYTOYHOI'O COCANHCHUA 42, 13 UCXOJHOT'O MaTcpuajid, yKa3aHHOTO B Ta6J'II/III€.

e CTpyKTypa KXMC VICXOOHEI MaTeprall
KXMC: m/z 4— (rmoporcuMe 1) —N—
S
80 O\}-{“\H_J'O‘%*{/*L}’"’" 326,3 (M+H)~™ MeTUJILUKIIOTeKkcaHn—1—
A E—
KapOoKCcaMuUI
D\‘;)“ — . KXMC: m/z 4— (rmoporcuMe 1) —N—
- Yomon,
81 g N\T/ PN . 327,3 (M+H)™ MeTUInunepuauHE—1-
\ 1N/
© KapBorcaMmi
o KXMC: m/z 4- (TumpoxkCcUMe T ) —N—
Qe odl N
82 | ‘;*—NL.}.J 3 ./ | 355,3 (M+H) MBONPONUITIUIIEPUONH-1—
F=NH -
/ KapOoKCaMMT
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IIpomexxyrounoe coequnenue §3. 5-I'mapokcu-2-((1-meTunusonnaonus-2-un)merun)-4H-nupan-4-oxn

YO
o 0 (x&m/?

K nmepemenmmBaemomy pactBopy 2,3-murunpo-1-mermn-1H-n3onnponruapoxiopuaa (480 mr, 2,83 MMoub)
B CH;CN (10 mi) no6asmsin DIPEA (1,77 mit, 9,91 Mmoinb) u 2-(xnopmeTiin)-5-ruapokcu-4H-nmpan-4-on (453
M, 2,83 mmouts) ipu KT. Korga peaknus 3aBepimanach, TBEpA0€ BEMECTBO (PHILTPOBAIN U IPOMBIBAIN OXJIaXK-
neaasiM CH3CN. Yka3aHHOE B 3aroJIOBKE COSTUHEHHE COOMPATH B BHIIE PO30BOTO TBEPIOTO BemecTBa (235 Mmr).
KXMC: m/z: 258 (M+H)".

[Ipomexyrounoe coequaenue 84. 2-((4-OTopU30MHIOIUH-2-HIT)METII)-S5-THapokcu-4H-tupan-4-oxn

0
()

DTO COeAMHEHUE TOTyJall CIIOCOOOM, OTIMICAHHBIM JIJISl TIPOMEKYTOUHOTO COSNMHEHUsS 83, UCTIONb3ysl 4-
¢drop-2,3-murunpo- 1 H-mzonsponruapoxnopun (2,90 r, 16,8 MMoinb), 2-(xmopmeTti)-S-ruapokcu-4H-nmpan-4-
oH (2,24 r, 14,0 mmonn), DIPEA (5,2 M, 29,4 mmonb) u anietoHuTpra (50 mun). Berxom: 1,0 r. XKXMC: m/z
288,6 (M+H)".

[Ipomexyrounoe coequaenue 85. 2-((5,6-AndpTopu30MHI0IMH-2-1T)METHN )-5-rTuaApokcu-4H-mupan-4-ox

F
9 e

K mepememmBaemomy pactBopy 2-(amuHOMETHN)-5-rUApokcu-4H-mupan-4-on (2,35 r, 16,7 MMmoip) B
CH;CN (100 mi) modasnsmu DIPEA (23,8 mu, 136 mmonb) u 1,2-6uc(6pommetin)-4,5-mudropoenson (5,0 T,
16,7 mmoutp) mipu KT. Peaknmonnyto cmechk HarpeBanu npu 90°C. Korna peakius 3aBepIianach, peakKIIMOHHYIO
CMeCh KOHIICHTPUPOBAJIM NMPH TIOHMKEHHOM JaBJICHWH W ocTaTok mepemermBaind B EtOAc (100 mur). bemnoe
TBEPJIOE BEIIECTBO BHINAJANI0 B OCA/IOK, €T0 OT(MIFTPOBBIBAIH C MMOTYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COEIH-
nenns (1,10 ). JKXMC: m/z: 280 (M+H)".

[Ipomexyrounoe coequaenue 86. (4-MeTrmmunepuInH-4-mT)MeTHIMETaHCYTb()oHAT TpudTOpareTar

HTy

(L o0

1
o

K pactBopy Tpet-0yTrin-4-metun-4-(((MeTHICyIb()OHMIT)OKCH ) METHI ) TUIIepuarH- 1 -kapOokcmara (1,37 T,
4,46 mmous) B DCM (17 M) mipu 0°C noGasinsumu TpudyTopyKcycHyto kucioty (17,2 mi, 0,22 mons). Cmech 1ie-
peMenBanu B TedyeHue 30 MUH U 3aTeM BbIapuBaiu gocyxa. Octatok aBaxabl Tputypuposaiu ¢ Et,O ¢ momy-
YCHHEM YKa3aHHOTO B 3arOJIOBKE COCAMHEHUS B BHJE Oenoro teepaoro Bemecta (1,2 ). XKXMC: m/z 208,2
(M+H)".

[Ipomexxyrounoe coequnaenue §7. 4-(Xmaopmerun)-1,2,3,6-TeTparuapoOnupuanH TPUPTOPALICTAT

HW/\VL
i
‘\\f /l:1

a) TpeT-bytmi-4-(((tpudropmeriin)cynbhoHuI)oKCH)-3,6-auruaponupunut-1 (2H)-kapookcunar

K pactBopy Tper-0yTi-4-oxconunepunus-1-kapookcunara (5 r, 25,1 mmons) B THF (50 mi) npu -78°C
nmobasisun LIHMDS (1,0 M 8 THF, 27,5 M, 27,5 MMoUIb), TOCIe 4ero nepeMemmuBany B Teuenue 30 muH. Pac-
tBOp 1,1,1-TpdTOp-N-dernn-N-((tpudropmerin)cynsponun)merancynsponamuaa (9,7 r, 27,6 mmoins) B THF
(15 M) mo6asisimu nipu -78°C U peakKIMOHHYIO CMECh TIepeMeInBaI B TeueHune 3 4 npu -78°C. PeakinonHnyro
CMECh TaCHJIU JISJTHOW BOJOM u akcTparupoBanmu EtOAc. OpraHudeckuit ciioil cynmmim, GUiIbTPpOBaIH U KOH-
HEHTPUPOBAIIY TIPH MTOHMKEHHOM JIaBJIeHUH. HeodnImeHHbI OCTaTOK OUHINAIH KOJIOHOTHON XpomaTorpadueit ¢
moJiydeHrneM 6,6 T YKa3aHHOTO B 3arOoJIOBKE COCIUHEHUS B BUIC OJICTHOW >KHIKOCTH. "H-sImP (400 MI'm;
JAMCO-dy): 6 6,01 (1, 1H), 3,98 (1, 2H), 3,55 (1, 2H), 2,38 (T, 2H), 1,40 (c, 9H).

b) 1-(rper-bytnn)4-merun-3,6-quruaponupuani-1,4(2H)-qukapbokcumnar.

K cmecun Ttper-OyTrn-4-(((TpudTopMeTHI)CYab(GOHMIT)OKCH)-3,6-muruaporupuani- 1 (2H)-kapOokcuiata
(5,6 T, 16,8 mmomn), EtsN (4,7 M, 33,0 mmons) B DMF (69 M) m MeOH (52 mur) mo6asmsma PPhs (0,2 1, 1,0
mmons) 1 Pd(OAc), (0,1 1, 0,5 mmons) npu KT B armocdepe azora, mocne yero nepeMeInBain B atMocdepe
CO B teuenue 12 4. PeakinoHHYI0 cMeCh KOHIICHTPHUPOBAIYU NpY MOHMKEHHOM JlaBieHuu. HeounmeHHslit ocra-
TOK OYHINATH KOJIOHOYHOU Xpomartorpadueii ¢ momyueHueM 2,0 T yKa3aHHOTO B 3aTOJIOBKE COCIMHCHUS B BUC
3eneHoBaTON kuakoctn. 'H-SIMP (400 MTI'; AMCO-dg): o 6,85 (m, 1H), 4,00 (t, 2H), 3,67 (c, 3H), 3,42 (x,
2H), 2,25 (t, 2H), 1,41 (c, 9H).

¢) Tpet-bytmn-4-(rugpoxkcumerun)-3,6-muruaponupuans- 1 (2H)-kapboxcuar.

K pactBopy 1-(TpeT-0yTmn)4-metmi-3,6-muruaponupunus-1,4(2H)-gukapookcunara (1,7 v, 7,3 MMoOIb) B
DCM (20 mi) mipu -78°C mo6asnstmu DIBAL-H (1,0 M B Tomyoute, 10,5 mi, 10,5 MMoib), Tociie 4ero mnepeme-
muBayn 1ipu KT B Teuenne 16 4. PeaknmmonHyro cMmech oxnaxmanu g0 0°C, racuim BOJOW U dKCTParupoBau
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DCM. Opranunyecknii cioi cymiiy, GHUIBTPOBAIN H KOHIIEHTPUPOBAIH ITPH HOHMKEHHOM JIaBJICHHUH C MTOJTyde-
HUEeM 1,5 T yKa3aHHOTO B 3aroJOBKE COCJMHCHHS B BHUJC 3€JICHOBaTOW Bs3KOH xkumkoctH. XKXMC: m/z 214
(M+H)".

d) tpetr-bytnn-4-(xmopmernn)-3,6-nuruapormpuana- 1 (2H)-kapOokcumar.

K pactBopy Tper-OyTmin-4-(runpokcumetnn)-3,6-auruaponupuaui-1(2H)-kapbokcunara (1,3 1, 6,3
MMoutb) B DCM (20 M) ipu 0°C mobasnsmm Et;N (1,9 Mo, 18,0 mmons) u TsCl (1,8 1, 9,5 Mmonb). Peakimon-
HyI0 cMech nepeMemuBaiy ipyu KT B Teuenune 16 4. PeakiimoHHyI0 cMeCh BBUTMBAIN Ha KOJOTBIN JIe] U SKCTpa-
rupoBa DCM. OpranndecKkuii ciioi MPOMBIBAIA HACBIIIEHHBIM COJIEBBIM PACTBOPOM, CYIIWIIH, (GHUIHTPOBAIH
Y KOHIICHTPUPOBAIIU MPH MOHKCHHOM JaBJICHUU. HeOUnIIeHHBI 0CTATOK OYHIIAN KOJIOHOYHOW XpOMAaTorpa-
dueit ¢ momydernnem 1,1 T ykasanHOTrO B 3aronoBke coemuHenns. 'H-SIMP (400 MI'w; JIMCO-dg): & 5,85 (m,
1H), 4,19 (c, 2H), 3,79-3,81 (M, 2H), 3,42 (T, 2H), 2,05-2,15 (M, 2H), 1,40 (c, 9H).

e) 4-(Xnopmernin)-1,2,3,6-TeTparugponupuaAnH TpUPTOpaIeTaTr.

VYka3aHHOE B 3ar0JIOBKE COEAMHEHHUE MOTYYaIN CII0COOOM, OTIMCAHHBIM ISl IIPOMEKYTOYHOTO COETMHEHHS
86, mpu HCHONB30BaHUM TPET-OyTHI-4-(XI0pMeTHn)-3,6-auruaponupunus-1(2H)-kap6okcunara (0,10 r, 0,43
mmons), TFA (1,7 mi, 22 mmons) 1 DCM (1,6 m). Beixox: 0,076 . XKXMC: m/z 132,0 (M+H)".

IIpomexxyrounoe coeauHenne 88. (4-DroprmnepuanH-4-uin)MeTni-4-MeTHI0eH30ICyIb(oHaT, TpudTop-

anerar
NH
e ]
b

YkazaHHOE B 3ar0JIOBKE COSIMHECHNE TTOIyJaId CIOCOOOM, ONMCAHHBIM ISl IPOMEXYTOYHOTO COCTNHEHHUS
86, mpu HCIOIB30BaHUU TpeT-OyTHI-4-PTop-4-((TO3MIOKCH)METHI ) TuIepuauH- 1 -kapbokennarta (0,30 r, 0,77
mmons), TFA (3 mit, 39 Mmons) 1 DCM (4,5 mut). Beixon: 0,264 r. JKXMC: m/z 288,6 (M+H)".

Ipomexxyrounoe coeaunaenue §89. 4-(Xmopmermn)-5-drop-1,2,3,6-TeTparuaponupuaud Tpudroparerat

N
PN
F

a) Ortun-1-6en3mi-5-drop-1,2,3,6-TerparnaponupuuH-4-KapOOKCHIIAT.

K pacrBopy oatmn-1-0en3un-5-ruapokcu-1,2,3,6-rerparugponupunni-4-kapookcunara (25,0 r, 84,0
MMoutb) B DCM (500 mur) mpu 0°C mo6asnsimm DAST (33,3 mit, 252 MMoitb), Tiocqie gero nepemenuBanu npu KT
B TeueHHE 3 4. PeaknOHHYIO CMeCh TaCHIIM XOJIOAHBIM HachImeHHBIM pacTBopoM NaHCO; u sxctparupoBaimm
DCM. Opranndeckuii Clioi cymuiv, GUIBTPOBATN U KOHIICHTPUPOBAIM MPHU TIOHWKCHHOM JaBiieHud. Heodn-
IIEHHBIA OCTAaTOK OYMIIAIH KOJIOHOYHOH XpoMaTorpaduei ¢ moiaydeHrneM 9,8 r yKa3aHHOTO B 3aTOJIOBKE COSIH-
HEHHs B BHJIE xKenToro Macia. JKXMC: m/z 264 (M+H)".

b) Otun-5-¢rop-1,2,3,6-reTparunponupuant-4-kapooKcuaT.

K pactBopy atmi-1-6en3un-5-¢rop-1,2,3,6-rerparuaponupuaun-4-kapookcunara (9,8 r, 37,0 mmons) B
JAXD (200 mi) ipu 0°C mobasisim 1-xnmopatmixinopdopmuar (20,0 mit, 186 MmoIb).

Peakmmonnyro cmech mepemeruBanu npu 60°C B Teuenue 4 4. Cmech oxnaxkaanu no 0°C u qo0aBimsuim
MeOH (200 mi), mociie 4ero HarpeBaiy ¢ 00paTHBIM XOJIOAWIFHUKOM B TeueHne 1 4. OcTaTok HeHTpai30Balln
Et;N 1o pH 7 u koHIEHTpUpOBaNy IpU NOHIMKEHHOM AaBlIeHUU. HeounIneHHbIN 0CTaTOK OUUILAIH KOJIOHOYHOM
xpomarorpadueii ¢ moaydenrneM 4,5 T yKa3aHHOTO B 3ar0JOBKE COCIMHEHHS B BUIC KOPHYHEBOTO TBEPIOTO Be-
mecTBa. JKXMC: m/z 174 (M+H)".

¢) 1-(rper-bytnn)-4-3tun-5-prop-3,6-quruaponupuaui- 1,4(2H)-aukapOokcumnar.

K pactBopy atun-5-prop-1,2,3,6-rerparumponupuant-4-kapookcunara (4,5 r, 26,0 mmoas) B DCM (100
M) mobasmsmu EGN (10,8 mut, 78,0 mmons) 1 Boc,O (11,3 mi, 52,0 mmons) nipu 0°C u nmepemenmBanu npu KT
B TeueHue 16 4. Peakmuro racuim Bogoit u skcrparupoan DCM. Opranudeckuii ciioi mpoOMbIBIA HACKHIIIICH-
HBIM COJIEBBIM PAacTBOPOM, (PHIIBTPOBAIN M KOHIIEHTPHPOBAIN IIPU MOHKEHHOM JlaBiieHHH. OCTaToOK OYHIIaIH
KOJIOHOYHOW XpomaTorpadueil ¢ mosrydeHueM 3,5 T yKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BHUJIE KEITOU XKHI-
xoctr. 'H-SIMP (400 MI'; CDCly): & 4,27 (x8, 2H), 4,12 (1, 2H), 3,48 (1, 2H), 2,43 (c, 2H), 1,47 (c, 9H), 1,32
(1, 3H).

d) Tper-bytnn-5-¢prop-4-(ruapoxcumern)-3,6-auruaponupunus- 1 (2H)-kapookcunar.

K pactBopy 1-(Tper-Oytmn)-4-3tmi-5-drop-3,6-muruaponupunus-1,4(2H)-mukapookcmnara (3,5 r, 12,8
mmons) B THF (60 mi) nobasmsuim LAH (1,0 M B THF, 12,8 mut, 12,8 mmons) mpu -20°C, mocite 4ero nepeme-
muBayy 1ipu KT B Tedenune 16 4. PeakmmoHHyI0 CMeCh TachiIM JIbJOM U dKcTparupoBanu EtOAc. Oprannyeckuit
CJIOW TIPOMBIBAIIM HACKHIIIEHHBIM COJIEBBIM pacTBOpoM, cymmiau (Na,SO,), GrIbTpoBamu B KOHIEHTPHUPOBAIH
TIPY TIOHW)KEHHOM JaBJICHHH. HEOUHIIEHHBIN OCTATOK OYHINAIN KOJIOHOYHOW XpomaTorpadueid ¢ moryaeHueM
1,2 T yka3aHHOTO B 3arOJIOBKE COCJMHCHUS B BUIC OCCI[BETHOTO Maca. 'H-SIMP (400 MI'; AMCO-d¢): & 4,76
(1, 1H), 4,02 (&, 2H), 3,87 (c, 2H), 3,38 (&, 2H), 2,13 (x, 2H), 1,40 (c, 9H).

¢) TpeT-bytun-4-(xnopmernn)-5-prop-3,6-murnaponupuan- 1 (2H)-kapbokcumnar.

K pactBopy Ttper-OyTun-5-¢prop-4-(tuapokcumernn)-3,6-nuruapormpuani-1(2H)-kapbokcmmara (1,2 T,
5,1 mmoinp) 8 DCM (25 M) mpu 0°C mo6asistu Et;N (2,1 mu, 15,0 mmons) u TsCI (1,4 T, 7,7 mmoins). Peakuu-
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oHHY!0 cMech nepememuBany npu KT B Tedenue 16 u. Peaknuro racunu Bogoi u sxctparuposanu DCM. Opra-
HUYCCKUH CIIOW MPOMBIBAIN HACHIIICHHBIM COJICBBIM PAacTBOPOM, CYIIMIH, (DUIBTPOBAIN U KOHIICHTPUPOBAIU
TIPY TOHMKEHHOM J1aBiieHuH. OCTaTOK OYMINATN KOJJOHOTHOU Xpomarorpaduei ¢ monyderneM 0,4 T yka3aHHOTO
B 3aroJIOBKE COCAMHECHUS B BHJE OEJIOro TBEPJOrO BEHICCTBA. 'H-SIMP (400 MI1y; CDCl): 6 4,29 (c, 2H), 3,96
(c, 2H), 3,43 (1, 2H), 2,20 (7, 2H), 1,41 (c, 9H).

f) 4-(Xnopmetun)-5-pTop-1,2,3,6-TeTparumponupuant Tpudropamerar.

YkazaHHOE B 3ar0JIOBKE COeIMHECHNE TOIyJaId CIOCOOOM, ONTMCAHHBIM ISl IPOMEXYTOYHOTO COCTNHEHHS
86, mcrmonb3ysa Tper-OyTwin-4- (xmopmetwi)-5-¢rop-3,6-murunpornupunud-1(2H)-kap6okcunar (0,15 r, 0,60
mmonb), TFA (2,3 mi, 30 mmons) 1 DCM (2,5 mi). Beixos: 0,147 1. JKXMC: m/z 150,0 (M+H)".

Ipomexyrounoe coeauuenne 90. 4-(Xmopmerin)-N-(1umeTniokeuao-A -cyabpanummies)-6en3amu
P o
S
LA
K cmecu NaH (60% mucnepcusi, 0,063 1, 1,6 mmosis) B DCM (10 mur) B atmocdepe azota npu KT mobasis-
mu S,S-mumermncynspokcumud (0,15 T, 1,6 MMOIIB) U cMech TepeMenuBaiy B TeueHue 1 4. CMech oXitaaaim
10 0°C u noGasisum 4-(xnopmerin)oenzounnxnopun (0,30 r, 1,6 MMoInb), 1 IepeMeIInBaHNe TPOJIOIDKAIIH B Te-
yenue | 4. JIo0aBismu JeAsHYI0 BOAY M MPOAYKT 3KcTparupoBain DCM. Opranudeckyro ¢a3y IpOMBIBAIN
NaOH u HacCBIIIEHHBIM COJIEBBIM PACTBOPOM, CYIIMIHM U BBINAPUBAIH C MOJYyYCHHEM yKa3aHHOTO B 3aroJIOBKE
coeaunenns (0,236 T, BEIXOJ HEOUHIIIEHHOTO poaykTa). JKXMC: m/z 246,1 (M+H)".

[Ipomexyrounoe coequaenne 91. 4-(Xnopmetnn)-N-(2-okcoteTparuapoTrodheH-3-mn)oeH3aMug
[s]

oA
LJ}“‘HN S

K pactBopy 4-(xmopmernin)oenzommxnopuna (0,60 r, 3,17 mmoms) B TIT'® (8 mu) mobaBmsimm DL-
TOMOIMCTEMHTHONAKTOH ruapoxiopua (0,49 r, 3,17 Mmonb) B aTMocdepe a30Ta U CMECh OXJIaXKIalu Ha OaHe ¢
nenstHoi Bogoi. JloGasmsmu Et;N (1,1 mi, 7,9 MMonb) U mepeMeruBanne mpoioikanu B Tedenue 2 4. THF BbI-
MapHuBajM, K OCTaTKy 100aBIsUIM BOLY M cMech akcTparupoBainu EtOAc. Opranndeckuii cioit npomsiBasin 1 M
HCI, 1 M NaOH u HacbhIIIEHHBIM COJICBBIM PacTBOPOM, CYIIWJIM M BBIAPUBAJIH, C MOJIYUYCHHEM YKa3aHHOTO B
3aronoBke coeauaenns (0,66 T, BBIXOJ HEOUMIIEHHOTO poayKTa). JKXMC: m/z 270,2 (M+H)".

[Mpomexyrounoe coequnenne 92. (1-(2-(MetuicynbhoHMI)aneTnn)IuIepuaAnH-4-11)MeTHI-4-Me THIIOCeH-

30ICcynb(OHAT
]
I
028\"’/[\!\1 /j\
Kw, 00

S

K pactBopy nenraxnopuna ¢ocdopa (0,232 1, 1,11 mmons) B DCM (6 M) nobasinsuim MeTaHCYIb()OHHU-
aykcycHyto kucioty (0,154 T, 1,11 MMoIb) M cMech HarpeBallil ¢ OOpaTHBIM XOJIOAWIEHUKOM B TeueHHne 30 MUH.
[Munepuann-4-nnmernn-4-merundensoncyasonar (0,200 r, 0,743 mmons) B DCM (2 min) mobasisim npu KT u
3aTeM CMECh HarpeBajd ¢ 0OpaTHBIM XOJOAWIFHUKOM B TeueHue | 4. JloGaBisuii BOAy M MPOIYKT SKCTParupo-
B EtOAc. Oprannueckyto ¢azy npomesanu 0,5 M NaOH, 1 M HCI u HachIIIIeHHBIM COJIEBBIM PacTBOPOM,
CYIIMJIA ¥ BBINIAPUBAIIN C MOJyYEHHEM yKazaHHOro B 3aronoBke coemuneHus (0,122 r, BEIXOA HEOUHIIEHHOTO
npoxykra). XKXMC: m/z 390,4 (M+H)".

IIpomexyrounoe coemuHenue 93. (3-I'mapokcu-1-(MeTHICYTbGOOHWIT)TUTIEPUINH-4-HIT)METHIMETAHCYITh-

(dhonar
Q

“% -,
TN
!\‘?‘/L\/D\‘Tif?
OH o
K pactBopy 4-(runpoxcumerwn)nunepuaut-3-oaa (0,070 r, 0,53 mmomns) B ACN (10 mur) mpu 0°C nobas-
s K,CO; (0,15 1, 1,07 mMoinp) 1 Metancynshormmxiopun (0,122 1, 1,07 mmons) B ACN (1 mi) B 1Be cTa-
mau. J{nst ymydmenus pactBopumoctd godasisuii 1 mn DMF. Peakimonnyio cmech nepemermmBaiy npu KT B
TedeHune | 4 M 3aTeM BBIMApUBAIH J0CyXa C MOJYIeHHEM yka3zaHHoro B 3arojioBke coeauHenwus (0,10 T, BbIXon
HEOUMIIEHHOTO NpoaykTa). JKXMC: m/z 288,1 (M+1)".
ITpomexyrounoe coeaunenune 94. 1-(Xnopmerni)-4-(npomnan-2-micynbhOHUMUAIOMT ) OEH30JITO3UIT

NTs
Q.

N
z E ;chr
a) 4-(Mzonponuitro)OoeH3abAeTH .
K pactBopy npomnan-2-tuona (3,3 r, 44,9 mmons) B JIMCO (100 min) mpu 0°C gobasmsuim K,CO; (11,0 T,
80,0 mmomnb) u 4-propbenzanpaerun (5,0 r, 40,0 mmons), mocne vero HarpeBanu npu 100°C B TeyeHue 16 u.
CwMmecs racunu Bojoi u a3kctparupoBanu EtOAc. Opranudeckuil cioi MpoMbIBalM BOAOH, CYyIININ U KOHIEH-
TPUPOBAJIH TPH MOHIKEHHOM JIaBJIICHUHU C TIOJIydEHHEM YKa3aHHOTO B 3arojoBke coeauHenus (6,4 r). XKXMC:
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m/z 181 (M+1)".

b) (4-(M3onponmiTro)dheHnT)MeTaHOI.

K pactBOpy 4-(n3ompornmnruo)oen3anpaeruaa (6,4 , 35,0 mmons) B MeOH (120 M) no6asmsuin NaBHy
(2,0 T, 53,0 mmous) ipu 0°C, mocse gero nepemermmainy mpu KT B Tedenue 2 4. Peaknuro racuiy JIJTHOUW BO-
noit u skctparupoBanu EtOAc. OpraHndecKuil CI0i CYIIMIN W KOHIIEHTPUPOBAIN TP MTOHMKEHHOM JaBJICHUN
C TIONydeHHeM YKa3aHHOTO B 3aTOJIOBKE coenHeHns (5,5 T). JKXMC: m/z 183 (M+1)".

¢) (4-(Xmopmetw)heHn)(M30nmponm)cyabhaH.

K pactBopy (4-(u3ompormnrro)denmn)meranona (5,5 r, 30,0 mmois) B cyxom DCM (100 M) mpu 0°C no-
6aemsun SOCI, (3,8 1, 33,0 MModb), mocne vero nepemermuBaiu npu KT B Teuenne 1 4. Peakmmio racumu Boj-
HbeIM pacTBopoM NaHCO; u skcrparuposany DCM. Opranudeckuil caoif IpoMbIBaIM BOAOM, CYLIMIN U KOH-
LEHTPUPOBAITH TIPH MOHIKESHHOM JaBICHHH C MONyYeHHEM yKA3aHHOTO B 3aroyioBke coeamuenus (5,7 r). 'H-
SAMP (400 MI'n; IMCO-dg): 7,36 (1, 2H), 7,30 (1, 2H), 4,56 (c, 2H), 3,38-3,41 (M, 1H), 1,30 (1, 6H).

d) N-((4-(Xnopmermn)dermn)usonporin)-A -cybhaHnimaeH)-4-MeTHIO H30ICy Tb(hOHAMHU,

K pacrtBopy (4-(xnmopmernn)penmn)(uzonponmi)cyiabdana (5,7 r, 28,0 mmons) B ACN (100 mir) nodasis-
mm 4-metunoensoncynshonamun (4,8 r, 28,0 mmons), ondoenzonauanerat (14,4 r, 44,0 MMOITB) U alleTUIIAIIC-
tonar Fe (III) (0,7 r, 1,9 mmomns) ipu KT, mocie dero mepememmBaiy B TedeHue 16 4. PeakmoHHyI0 cMech
KOHIICHTPUPOBAIX TIPH TOHIDKEHHOM IaBlieHHH. HeounmeHHbIi 0CTaTOK OYHIIAN KOJIOHOYHOW XpoMarTorpa-
(ueii ¢ moTydeHIeM YKa3aHHOTO B 3arojoBKe coemuHeHus (8,5 r). XKXMC: m/z 370 (M+1)".

e) 1-(Xmopmernin)-4-(iponaH-2-micynbGOHUMHUIOUT)OEH30ITOZHII.

K pactopy N-((4-(x1mopmerun)dermn)usonpomn)-A -cyispanuminen)-4-meTunoen3oncynbhoHamua
(8,0 T, 21,0 mmons) B DCM (150 M) mo6asnsiim m-CPBA (70% B Boge, 11,1 1, 65,0 mmoip), K,COs5 (11,5 1,
84,0 MmmoIIb), mocite gero nepememuBanu npu KT B Teuenue 2 nHeil. PeakinoOHHYI0 cMeCh TaCHJIM BOJIHBIM pac-
tBopoM NaHCOj; u skctparupoBain DCM. OpraHndeckuii CIOH MPOMBIBATI BOJIOH, CYIIMIN ¥ KOHIICHTPHUPO-
BaJIM TP TOHMKEHHOM JIaBJICHUH. HeounIIeHHBIH 0CTaTOK OYHUINANIH KOJOHOYHOH Xpomarorpaducii ¢ momyde-
HHEM yKa3aHHOTO B 3aronoske coenunenus (1,1 r). JKXMC: m/z 384 (M+1)".

[pomexyrousoe  coemuuenne  95.  N-((4-(Xmopmernm)dermn)(3in)(0kco)-A -cynpdannmmmes)-4-

METHIIOEH30JICYIb(OHAMU

NTs
s,

N
\\/‘S \(‘“\\,s
LA o
N

a) N-((4-(Xnopmernn)dernn)(31un)-A -cynpdanmmmuaen)-4-MeTHIOH30ICY TbHOHAMHU,.

Yka3aHHOE B 3aroJIOBKE COCIWHEHHUE MOTYyJalld CIIOCOOOM, ONMMCaHHBIM Ha cTaaud (d) Ay mpoMexyTod-
HOTO coenuHeHHs 94, MCIob3ys B KaueCTBE MCXOMHBIX MarepuanoB (4-(xymopmerwi)deHun)-(3Tmi)cynbhan
(11,0 T, 59,1 mmonb) u 4-metmwidenzoncynbornamus (10,0 r, 59,1 mmons). Beixon: 14,8 r. XKXMC: m/z 356
(M+1)".

b) N-((4-(Xmopmernin)dermn)(31in)(0kco)-A -cynphannmnneH)-4-MeTHIOEH30IICY TbHOHAMEL.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE IMOJTyYald CIIoCOOOM, ONMMCAHHBIM Ha CTaluH (€) MPOMEXYyTOUHOTO
coeuHeHHsT 94, MCIIONB3ysl B KA4eCTBE HCXOIHBIX MarepnanoB N-((4-(xmopmerw)dermn)(atin)-A -cyabha-
HUIUACH)-4-MeTunoensoncynsponamun (14,5 r, 40,0 mmons) u m-CPBA (70% B Bome, 14,0 r, 80,0 MMomb).
Brixox: 7,1 r. KXMC: m/z 372 (M+H)".

[Mpomexyrounoe coeauHenne 96. 1-Oxcuno-1-(TozunumuHo)rerparnapo-2H-tnonupan-4-mi)mMeTu-
METaHCYIb(pOHAT

TSN%E‘A/N\
Lo
>
a) [1-({[(4-MeTundenmn)cynbdhoHmT|okcH } IMHHO )rekcaruapo- 1 A -THomupan-4- i Me THIME TaHC Y JTb-

(domnar.

Yka3aHHOE B 3aroJIOBKE COCIWHEHHUE MOITYyJalld CIIOCOOOM, ONMMCaHHBIM Ha cTamud (d) Ay mpoMexyTod-
HOro coenuHeHus 94, uCHONB3ys B KauecTBE HCXOAHBIX MarepuanoB (Terparuapo-2H-tuonupan-4-
win)MeTrwiMerancyibdonar (2,1 r, 10,0 mmons), 4-metundensoncyabponamus (2,56 r, 15,0 Mmors), HonbeH-
3oimuarnerat (5,12 r, 16,0 mmons) u anerunarieronar Fe (II1) (0,25 r, 0,7 mmons). Beixon: 0,94 . XKXMC: m/z
380,1 (M+1)".

b) (1-Okcuno-1-(To3unumuno)rerparuapo-2H-tnonupan-4-uia)Me THIME TaHCYJIb(POHAT.

VYka3aHHOE B 3ar0JIOBKE COCAMHEHHUE IOIydaln criocoOOM, OTNMCAaHHBIM Ha cTaauH (€) IS MPOMEeXyTod-
HOTO coeAMHEeHHs 94, UCTONB3ys B KadecTBe MCXOMHBIX MaTtepuaioB [1-({[(4-meTundenun) cymbpoHua] ok-
cu}UMHHO) rekcaruapo-1A*-ruonmpan-4-ui|merunverancyasponar (0,86 r, 2,27 mmons), m-CPBA (77% B
Boze, 1,0 1, 4,5 mmons) u K,CO; (0,94 1, 6,8 Mmmons). Beixox: 0,31 . JKXMC: m/z 396,1 [M+H]".

[Ipomexyrounoe coegurenne 97.  (4-(S-MeTmin-N-To3WICyTb(HOHUMHUIONT ) IAKIOTEKCHIT ) METHIT-4-
METHIIOEH30JICYIb(poHAT
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a) (4-(MeTHaTHO ) [IUKIIOTEKCHIT)METAHOIT.

K pactBopy MeTmin-4-(MeTHITHO)UMKIOTeKCcaH- 1-kapbokcmnara (6,0 r, 31,9 mmons) B8 THF (100 mu) no-
6asisn LiBH,4 (2,0 M B THF, 40 mn, 95,7 mmons) npu 0°C. Peakiponnyro cmechk nepememmBany npu KT B
Teuenne 16 4. Peakiuro racuim BoaubsiM pactBopoM NH4Cl u skerparupoBamn EtOAc. Oprannueckuii cioit
cymmii, GWIBTPOBAIN M KOHIIEHTPHPOBAIW INPH IOHWKEHHOM IaBJIEHUH. HeouWIneHHBIH OCTaTOK OYMIIAIH
KOJIOHOYHOW XpoMmaTorpadueil ¢ moiyueHHEeM YKa3aHHOTO B 3aroyioBke coemuHeHus. Bexom: 4,0 r. MC: m/z
161 (M+H)".

b) (4-(MeTHITHO )IIUKJIOTeKCHIT ) METHII-4-METHIIOEH30JICY b (OHAT.

K pactBopy (4-(MeTmntno)uukinorekcmi)meranona (4,0 r, 29,3 mmons) B8 DCM (50 mur) mob6asnsimn Et;N
(12 mm, 87,9 mmois) u TsCl (8,4 T, 44,0 mmouts) mipu 0°C. Peakimonnyto cMech niepememnnBany npu KT B Tede-
Hue 16 4. Peakmuro racvnm jenssHON Bojoi U akctparupoBamn DCM. OpraHudecKuid ClI0oW CYIITHIN, QUIBTPO-
BaJIM ¥ KOHIIEHTPUPOBAIN MPU HOHKEHHOM JaBieHNH. HeounieH bl 0CTaTOK OYMIIAI KOJIOHOYHOH XpoMa-
Torpadueii ¢ MOTyYeHHEM yKa3aHHOTO B 3arojloBKe coeaunenns. Beixon: 7,5 r. 'H-SIMP (400 MI'; IMCO-dq):
6 7,78 (n, 2H), 7,48 (m, 2H), 3,83 (m, 2H), 2,89-2,90 (M, 1H), 2,44 (c, 3H), 1,99 (¢, 3H), 1,60 (xB, 4H), 1,58 (c,
1H), 1,41 (xB, 2H), 1,33 (xB, 2H).

¢) (4-(S-Metun-N-To3mcyabGpUHIMU IO ) IUKJIOT €KCHIT) METHII-4-Me THIIOEH30JICY b (DOHAT.

VYka3aHHOE B 3aroJIOBKE COEAMHEHHUE IMOTyYaln CIocoOOM, ONMCaHHBIM Ha craguu (d) st mpoMexyTou-
HOTO coequHeHus 94, WCHONB3ys B KAayeCTBE HCXOMHBIX MATEPHUANOB (4-(METHITHO )IHUKIOTCKCHIT)METUI-4-
MeTraoen3oncynbponar (5,0 r, 15,9 mmons), 4-metunbenzoncynbdonamun (4,0 T, 23,8 MMouns), HondeH30IIH-
arietar (8,2 r, 25,4 mmounp) u anermianetonat Fe(Ill) (0,36 r, 1,1 mmons). Bexox: 2,5 r. XKXMC: m/z 484
(M+H)".

d) (4-(S-Metun-N-To3uICyIb(HOHUMH IOV ) ITTKIOT€KCHIT)METHII-4-Me THIIOCH30JICYTh(hOHAT.

K pactBopy (4-(S-MeTmin-N-To3micybGUHAMUION ) IUKIOTEKCHIT ) METHI-4-MeTHi0eH3ocynbdonara (1,5
T, 3,1 mmons) B aTanone: ACN (1:3) (20 mur) mobasmsun H,O, (30% B Boze, 0,8 mi, 6,8 mmons) u K,COs (2,5 T,
18,8 mMmoinp) mpu 0°C. Peaknmonnyio cmech nepemenmBany rnpu KT B Tedenuwe 16 4. Peaknmonnyro cMech
¢unbTpOBAIM M GHUIBTPAT KOHIEHTPHUPOBAIN NP IMOHIWKEHHOM JaBJIeHHH. HeouyWIeHHbIH 0CTaTOK OYHIIaIn
KOJIOHOYHO# XpoMaTorpadueii ¢ moydeHHeM yKa3aHHOTO B 3arofoke coepunenus. JKXMC: m/z 498 (M+H)'.

[pomexyrousoe coeauuerne 98.  N-((4-(Xmopmernm)bermn)(Metin)(0kco)-A -cynpdannmaes)-4-

METHIOCH30JICYTh(OHAMILT
N &
i
Osg

Ts
\E&;L _cl

a) N-((4-(Xmopmermn)bennn)merin)-\ -cynphanninneH)-4-MeTHIOe H30I1CY b OHAMEL.

VYka3aHHOE B 3aroJIOBKE COEAMHEHHUE IMOJTyYaln CIIocoOOM, ONMCaHHBIM Ha craguu (d) st mpoMexyTou-
HOTO coelMHeHHs 94, MCHOoNb3ysl B KauecTBE MCXOAHBIX MaTepHaioB 4-(MeTminTtHo)oeH3mwixmopun (2,5 r, 14,5
MMOJIb), 4-MeTunoensoncynsdonamun (3,7 r, 21,7 mmons), iogdenzonauanetar (7,5 r, 23,1 MMOITB) U alleTHII-
aneronat Fe (III) (0,36 , 1,0 mmons). Beixon: 3,3 1. dKXMC: m/z 342,1 (M+1)".

b) N-((4-(Xnopmernin)dermn)(MeTin)(0kco)-A -cyabhaHnInIe H)-4-MEeTHIOE H30IICY b ) OHAMEL.

VYka3aHHOE B 3aroJIOBKE COCAMHEHHUE IOJIydaln criocoOOM, ONMCaHHBIM Ha cTajauu (e) IS MpOMEeXyTod-
HOTO COEIMHEHHs 94, MCIOJNB3ys B KauecTBE HCXOMHBIX MaTepuanoB N-((4-(xmopmerin)dermt)merin)-A'-
cynbhanuinnen)-4-metmwioensoncynsponamun (3,3 r, 9,7 mmons), m-CPBA (77% B Boze, 4,37 1, 19,5 Mmoub)
1 K,COs (4,0 T, 29 Mmoib). Beixon: 3,0 T (Genoe TBepoe BemtecTso). JKXMC: m/z 358,1 (M+H)'.

[Ipomexyrounoe coequaenue 99. 1-(XmopmeTwn)-4-(S-MeTmICcynb(HOHUMUIONI )OEH301.

ok
:; i, 0 e Y. ;3” T

# /S@C; \T[E\/\\;j\\/cl

PactBop 1-(xmopmetwin)-4-(MeTrncynshorumunonn)oensonrosmia (0,70 r, 1,95 MMomb) B cepHOM KHCITO-
te (3,0 M) mepememmBanyu ipu KT B Teuenne 1 4. PeakiinoHHYI0 cMeCh BIMBAIM B BOY, MOAMIETIadYnBamu 2 M
pactBopoMm NaOH u sxctparuposamm DCM.

Opranuyeckuii caoif mpomsIBanu BoAoH, cymunu Na,SO4 1 BbINapUBaI C MOIy4Y€HUEM YKa3aHHOTO B 3a-
ronoske coeunenus. JKXMC: m/z 205,9 (M+H)"

Crenyromue npoMeKyTOUHbIE COSTMHEHUS MTOJTy4aId B COOTBETCTBUH C METOJIUKOM, OIIMCAaHHOW ISl TIPO-
MEKYTOYHOTO COeTMHEHHS 99, N3 HCXOTHOTO MaTepHala, yKa3aHHOTO B TaOJIuIle.
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e CTpyKTypa EXMC VICXOOHHN MaTepra
1- (xjopmeTuir) —4— (S—
Q/ﬁwfwi o
o T NH KXMC: m/z UUKIIOOY THIT—N— (11—
100 -
<i> 244,4 (M+H)' TOJIMIICYJIEQOHMII) CYJIbDOKCUMNIH )
BeH30II
1- (xjopmeTusr) —4-—
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[Tpomexyrounoe coeaunenune 107. 1-(Xmopmerin)-4-(N,S-aumeTnicyab(GoHIMHII0NIT)0EH30T
Vo
A,
L\%/%me

K pactBopy 1-(ximopmetuin)-4-(S-meTmicynshoHuMuI0mI)0eH30Ma (MIPOMEeKyTOoUHOe coeauHeHue 107)
(0,038 1, 0,18 Mmons) B DCM (4 Mi1) B atMoc(epe azora 100aBisuii TpUMeTHIOKCcoHMHTeTpadTopbopar (0,041
r, 0,28 Mmoie). Cmech nepemermmBany npu KT B Tedenue 5 4.

Peaxnuro racwimy HackimeHHBIM pacTBopoM NaHCO; n cmech akcTparupoBamm DCM. Opranndeckyro ¢a-
3y CyUIMJIH, (pUIBTPOBAIM M BBIMAPUBAIH J0CYyXa C MOJYYCHHEM YKA3aHHOTO B 3aroJIOBKE COSIUHEHHS (BBIXOJ
0,025 1). JKXMC: m/z 218,2 (M+1)".

[Ipomexyrounoe coequaenue 108. 1-(Xmopmern)-4-(N-ameTnna-S-MeTHICyIbpOHUMHU IOV ) OSH30T

O¢i\N

1.0

-

s

K pactBopy 1-(xiopmetmin)-4-(S-meTmiicynshoHuMuUI0mT)0eH30Ma (MIPOMEKyTOUHOEe coeauHeHue 106)
(0,097 r, 0,47 mmois) B DCM (5 M) B atmocdepe azota nobdasmsim Et;N (0,072 1, 0,71 MMoIb), TIOCHIE 9ero
oxnaxaanu 1o 0°C. Jobasmsum anerunxiopun (0,037 r, 0,047 MMOJIB) C MOCIEAYIOIUM IIEpEMELINBAHUEM TIPH
0°C B Teuenue 3 u. Peakiuro racunu neAsHON BOAOM U BOIHBIN cioit sxcTparuposanu EtOAc. Opranndeckuit
ciroit mpombiBaim 0,5 M HCI, maceimann NaHCO; 1 HachIIIEHHBIM COJIEBBIM PACTBOPOM, CYLIMIH, (DHIIBTPOBA-
JI1 U BBITIAPUBAJIHM JJOCYXa, C MTOJYICHHEM yKa3aHHOTO B 3arojioBke coeauHenus (Beixon 0,162 r). XKXMC: m/z
246,1 (M+1)".

IIpomexyrounoe coequaenue 109. 1-(Xmopmerni)-4-(N-3THI-S-MeTHICYITH(OHUMHTIOWIT )OSH30IT

=E

143
)

P

.Gl

K pactBopy npomesxyrounoro coeaunenus 108 (0,109 r, 0,44 mmons) B DCM (3 M) B atMocdepe azora
npu 0°C nodasmsin 6opan-mMetuicynbGuanasiii kommieke (0,067 T, 0,89 MMoub), ocie 4ero nepeMenIBai B
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teuenne 4 4. Jlo6asmsuim MeOH (1 mun) u Boxy (2 mim) u mpoaykt skctparuposanu EtOAc. Opranndeckyto dazy
Cymmy, (UIBTPOBaIM M BBHINAPUBAIHN JOCYXa C MOJYYECHHEM YKa3aHHOTO B 3arojOBKE COEIMHEHHUS (BBIXOX

0,055 1). JKXMC: m/z 232,1 (M+1)".

IIpomexyrounoe coemunerne 110. (4-Metui-1-(MeTHICYTHGDOHIII)TUTICPUIUH-4-TIT)METHIMETAHCYITh-

(dhonar

K cycnem3un (4-mMeTminmunepuanH-4-mI)MEeTHIMETaHCYIb(OHAT TpudToparerata (IPOMEKYTOYHOE CO-
enunenue 86) (0,40 r, 1,24 mmonp) B DCM (25 M) go6aemsimm EtN (0,52 Mo, 3,73 MMob) 1 MeTaHCYITb(O-
Huxiopun (0,096 mi, 1,24 mMons). Peakiimonnyro cmecs nepememuany npu KT. Iocie 3aBepmienus peakuuu
nobasnsn EtOAc u cmech mpoMbiBaimu HackimeHHBIM NaHCOs, 0,5 M HCl 1 HachIIIEHHBIM COJIEBBIM PacTBO-
poM. OpraHUYeCKHid CJION CYIIMIN W BBHITIAPUBAIN JIOCYXa C TOJYYSHHEM yYKa3aHHOTO B 3ar0JIOBKE COCAMHEHUS

(0,25 ). JKXMC: m/z 286,2 (M+1)".

Crnenyromue IpOMeXyTOYHBIE COSAMHEHHS TTOIyYald B COOTBETCTBHU C METOAMKOM, ONMCAaHHON IS IIPO-
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MeXXyTodHOTO coenuaeHus 110, U3 ncxoxHOTO MaTepHuaia, yKa3aHHOTO B TaOJHIIe.

|m |CprKTypa KXMC VcxoOoHEE MaTepuaJtibl
LUMKJIONPONaHCYJIEOHMIIXIIOPUL
4y
TANY 2 ;
P KXMC: m/z
111 o1 i NUnepunuH—4-
o O © 298,3 (M+H)"'
i UIMe TUJIMe TaHCYJIEhoHaT,
TpupTOpaLeTaT
o STaHCYJIEQOHUIIXIIOPUL, ;
‘‘‘‘‘ . AXMC: m/z
1 dP\ /\1\ 286, 3 uIepuanH-4-
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hmw ‘/wa? ( ') UIIME TUJIME TaHCYJIEOHAT,
il M+H) ",
TpudTOpPAaLIETAT
' MeTaHCYJIbQOHMIIXIJIOPUIT,
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IMpomexyrounoe coeaunenune 121. 1-(4-(XaopmeTnin)peHmn)IuKI00yTaHoI
OH
=%

L~ _cl

K nepememmBaemomMy pactBopy 4-6pomoensunxnopuaa (5,0 r, 24,3 mmons) B THF (50 mur) no6asmsum H-
BuLi (18 mu, 29,2 MMoutb) 1 niukiiodyTaHoH (2,2 mi, 29,2 mmois) mipu -78°C, mocie 4ero nepeMeniuBalii B Te-
geHue 3 4. PeakmoHHyI0 CMeCh raCWJIM HachIeHHBIM BOAHBIM pacTBopoM NH4Cl u sxctparupoBanu EtOAc.
OObeMHEHHBIE OPTAaHWYECKHE CJIOM TPOMBIBATM BOAOH, HACBHIIIEHHBIM COJICBBIM PAaCTBOPOM, CYIIWIIA Hal
Na,SOy, hunpTpoBany U KOHIEHTPUPOBAIH IPH HOHIKEHHOM JaBJICHUH C TIOJIy4eHHEM HEOYHIIEHHOTO COeIH-
Herust. O4ICTKA KOJIOHOYHOM xpomarorpadueil JaBana ykasaHHOe B 3aroiioBke coexmuenue (1,2 ). 'H-SIMP
(Xmopodopm-d): & 7,50 (1, 2H), 7,40 (n, 2H), 4,59 (c, 2H), 2,52-2,59 (M, 2H), 2,33-2,41 (M, 2H), 1,98-2,05 (M,
1H), 1,66-1,77 (m, 1H). )KXMC: m/z 179 [(M-H,0)+H]".

[Mpomexyrounoe coeaunenne 122. 4-(2-Xnopatui)-N,N-qumerunoeH3amMus

O
2 p‘q"
o

K oxmaxxaeHHoW Ha IbAy cMmecH I-(0eTa-XmopaTiin)oen3oiHoi kucnothl (0,554 T, 3 MMObB), TUMETHIIA-
munaTHIpoxiopuaa (0,306 r, 3,75 mMoib) u TpudTHIamMuHA (2,4 M, 17,22 mmoins) B DMF (6 mur) noGaBmnsumm 1mo
kamsiM 1 -nponandochonoBoit kucnotsl nukanyeckuit anruapun (50% B EtOAc, 2,4 mu, 4,07 mmons). CMech
nepemernBany npu KT no 3aBepmienns peakuuu (aHanusuposanmu KXMC). Cmech pa30aBisui BOIOH U dKCT-
parupoBanmu EtOAc. O0betHeHHbIe OpraHideckre (a3bl IPOMBIBAIN BOJOI M HACHIIICHHBIM COJIEBBIM PacTBO-
POM, CYIIMIN HaJ Cylb(haToM HATPHA U KOHIEHTPUPOBAIH IPH IMOHMKEHHOM JIaBJICHUHU C TIOJyYeHHUEM YKa3aH-
HOTO B 3aronoBke coeuuerus (0,583 r). 'H-SIMP (400 MI', Xinopopopm-d): & 7,36-7,41 (m, 2H), 7,23-7,27 (M,
2H), 3,72 (t, 2H), 3,11 (ymmp. c, 3H), 3,09 (1, 2H), 2,99 (ymmup. ¢, 3H); JKXMC: m/z 212,1 (M+H)".

[Mpomexyrounoe coeaunenune 123. 3-(4-(Xnopmernin)peHunn)okceTan-3-01

O™\ _OH
(=
Cl

K mepememmBaemomy pactBopy 4-6pomoensmnxmopuna (7 r, 34,06 mmois) B THF (110 mur) no6asism H-
BuLi (2,2 M, 18,60 mi, 40,87 MmMouis) u 3-okceTanoH (2,94 r, 40,87 mmons) mipu -78°C, mocie 4ero nepeMernIu-
BaH B Te4cHUe 1,5 4. PeakmoHHyI0 cMeCh TaCHITH JISJTHON BOMIOW M SKCTparupoBaiu dtunaneratoM. O0bean-
HEHHBIN OpraHUYecKui CJIOW Cymniau Hajx 0e3BoaHBIM Na,SOj,, GUIBTPOBAIN M KOHIEHTPUPOBAIHM MY TTOHHU-
JKCHHOM JIaBJICHHUH C TIOJIydYeHHEM HEOUHIIIEHHOTo coequHeHHs. OUrcTKa KOJOHOYHON Xpomarorpaduei naBana
ykasauHoe B 3aronoske coemuuenue (1,21 r). 'H-SIMP (IMCO-de): & 7,68 (z, 2H), 7,45 (x, 2H), 6,36 (bs, 1H),
4,75-4,77 (M, 4H), 4,66 (1, 2H); )KXMC: m/z 181 [(M-H,0)+H]"

[Mpomexyrounoe coenunenue 124. mwuc-(4-((Tper-byTokcnkapOOHHIT)aMHHO)IMKIONEHT-2-¢H- 1 -HiT)Me-
TUJIMETAHCYTh(OHAT

o M 9
> o4
© o
K oxmaxxaeHHOMY Ha JbIy PacTBOpPY IHMC-TPeT-O0yThi-(4-(THIPOKCHUMETHI)IIMKIONEHT-2-¢H-1 -1mn)kapba-
Mmarta (1,0 T, 4,69 Mmmoip) u TpudTHIamuHa (1,0 mut, 7,17 Mmois) B DCM (20 Mi1) 106aBIIsId METaHCYTh(HOHMIT-
xyopun (0,5 i, 6,46 mmons) B DCM (2 mi). Cmech nepemermBaiy ipu 5-20°C 1o 3aBepliiieHus peaknuu (aHa-
muzupoBanu JKXMC). Cmech pazbaBisuid BooH u HacklmeHHBIM pactBopoM NH,Cl, mpombIiBanmu Booi 1 Ha-
CBIIIICHHBIM COJICBBIM PACTBOPOM, CYIIWIIH HAJ CyIb(aTOM HATPHs M KOHIICHTPUPOBAIU MIPH MOHKCHHOM JaB-
JICHHH, ¢ TIOJy9eHHEM YKA3aHHOTO B 3aronoBke coemuuenns (1,36 r). 'H-SIMP (400 MI'u, Xmopopopm-d): &
5,77-5,86 (M, 2H), 4,50-4,85 (M, 2H), 4,12-4,23 (M, 2H), 3,02 (c, 3H), 2,98-3,07 (M, 1H), 2,59 (ar, 1H), 1,45 (c,
9H), 1,35 (ar, 1H).
IMpomexyrounoe coeaunenune 125. 2-(1-(MetnncynbdoHmn)nunepuant-4-mi)3THIMeTaHCyIb(poHaT

Sl
S.
N
L\x 0,.%....

K cmecn 4-nunepuannstanona (1,0 , 7,74 mons) u xapbonata xanus (3,53 1, 25,5 mmoib) B cyxom ACN
(20 M) mobaBmsuH O KaruisiM MetaHcyabhormtxtopun (1,5 M, 19,38 mmons). Cmech nepementuBanu mpu KT
1o 3aBepmeHus peaknun (aHanmsupoBan JKXMC). CMech BRUTUBAIM B BOJY U TIEPEMEITUBAIHA B TSUCHHE HOYH.
OcaxIeHHBIA IPOAYKT (QUIBTPOBAIH, IIPOMBIBAIN BOJOH M CYIIFIIN MOJ BaKyyMOM C MOJYyYCHUEM YKa3aHHOTO
B 3arojoBke coequnenus (1,06 r). 'H-sIMP (Xmopodopm-d): & 4,30 (t, 2H), 3,78-3,86 (M, 2H), 3,02 (c, 3H),
2,77 (c, 3H), 2,66 (o, 2H), 1,81-1,88 (M, 2H), 1,74 (xB, 2H), 1,56-1,68 (M, 1H), 1,30-1,42 (M, 2H).

[Ipomexyrounoe coeguaenne 126. 2-{[3,4-JdurunpounzoxuHonud-2(1H)-wmr|meTtmn}-5-ruapokcu-4H-
nmupan-4-oH
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K nepememmuBaemMomy pacTBopy 2-(XxsmopMeTin)-S-ruapokcu-4H-nmpan-4-ona (5,0 , 158,0 Mmmons) B are-
torutpuie (50 mur) mob6asmsuim DIPEA (15,0 mut, 94,92 mmons) u 1,2,3,4-Terparuapounsoxurones (5,05 r, 37,96
mMmoutb) Tipu KT, mocie dero nepememmBainy B TeueHne 16 4. OcaxaeHHOE TBEpJ0€ BEIIECTBO (HIBTPOBAIIH,
npomsiBany EtOAc 1 cymmny npy IOHMKEHHOM JIaBJICHHUH C ITOJTydeHHEM yKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(2,6 ). 'H-SIMP (IMCO-de): & 9,06 (c, 1H), 8,05 (¢, 1H), 7,0-7,11 (m, 4H), 6,40 (c, 1H), 3,62 (c, 1H), 3,58 (c,
2H), 2,81-2,84 (M, 1H), 2,74-2,76 (M, 2H). XKXMC: m/z 258.2 (M+H)"

[Ipomexyrounoe coemuHenue 127. S5-I'mapoxcu-2-((5-(TpudTOpMETOKCH)U30MHIOTUH-2-IT)MeTHI)-4H-
nupaH-4-oH

HDTS]\[N{%Q

a) TpeT-ByTrin-5-(((MeTHATHO )KapOOHOTHOIT)OKCH ) H30UHIOIHH-2 -Kap OOKCHIIAT.

K pactBOpy TpeT-0yTHII-5-TUAPOKCHA30MHIOMUH-2-KapOokcunaTa (3,0 T, 12,7 mmoins) B DMF (60 M) mo-
6apmsu NaH (60% B munepansHOM Macie, 0,8 T, 19,1 mmons) pu 0°C, mociie 4ero nepeMennBaiyi B TCUCHUE
30 mun. K aroii peaknmonnoi cmecu nobasistian CS; (1,0 mi, 16,5 MMoJIb) € TIOCTIE Iy IONIMM NIepeMEIINBaHUEM
B Teuenue | 4. K cmecu nob6asmssmm Mel (1,1 mut, 16,5 Mmons) ¢ mocnenyromum nepememrBanieM npu KT B
TedeHue 16 4. Peaknuro racunu nensHod Bomoit u skctparupoBanu EtOAc. Opranuueckuil cioi npoMblBaIu
BOJIOH, CYIMIWIIH, (PMIBTPOBAIN M KOHIICHTPUPOBAIH MPH MOHIKEHHOM JIaBJICHUHU C MOJYYCHHEM YKa3aHHOTO B
3aronoBke coexuuenus (4,4 T). 'H-SIMP (400 MTI'; CDCly): & 7,39 (n, 1H), 7,16 (c, 1H), 7,08 (1, 1H), 4,5 (x,
4H), 2,68 (c, 3H), 1,45 (c, 9H); dKXMC: m/z 324 (M-H)".

b) 5-(TpudTopMETOKCH ) U30MHIOTHH.

K pactBopy Ttper-OyTuia-5-(((MeTHITHO )KapOOHOTHOMI )OKCH )U30MHAOINH-2-KapOokcunara (4,4 1, 13,5
MMOJIb) B KOMIUIEKCe (QTOpHUCTHIN Bomopoxa - mupuauH (31,0 mur, 108,0 mmoins) mobasmstmu 1,3-qubpom-5,5-
mumetwiruaantond (11,6 T, 40,6 mmois) mpu 0°C, mocie vero nepememuBanu mpu KT B Tedenne 16 4. Peak-
LUI0 TacUIM JeAsHOW BoAol u skcTparupoBanu EtOAc. Opranudeckuil ClI0H NpOMBIBAIM BOAOH, CYIINIH,
(UITBTPOBAIN M KOHIIEHTPUPOBAIN TP MOHM)XEHHOM JIaBJICHUH C MOJIy4YEeHHEM HEOUHIIEHHOTO poaykTa. Oun-
CTKa KOIOHOYHOH XpomaTorpadueil japana ykasaHHoe B 3aronoske coemunenue (1,3 r). 'H-SIMP (400 MI'i;
JIMCO-dy): 8 9,36 (c, 1H), 7,55 (n, 1H), 7,47 (c, 1H), 7,38 (n, 1H), 4,53 (1, 4H); KXMC: m/z 204 (M+H)".

¢) S-I'mppokcu-2-((5-(TpudTopMeTOKCH)M30MHI0NNH-2-mT)MeTin )-4H-upan-4-on.

K pactBopy 2-(xnopmertnin)-5-ruapokcu-4H-nupan-4-ona (0,788 r, 4,9 Mmoib) B mrokcane (20 mir) no6as-
s S-(tpudropmerokcn) uzonHaoauH (1,0 T, 4,9 mmons) u DIPEA (4,5 mn, 24,5 mmons) nipu KT, nocie gero
nepemeruBaiu npu 8§0°C B Teuenue 16 4. PeakiinoHHyIo cMech KOHLIEHTPUPOBAIU MPU MOHMKEHHOM JIaBIICHUU
C MOJTy4eHWEM HEOUYHIEHHOTO Mponykra. O4YncTKa KOJIOHOYHOH XpomaTtorpadueil maBaja yKa3aHHOE B 3aro-
noBke coeaunenue (0,4 r). 'H-sIMP (400 MI'm; IMCO-d): 6 9,11 (c, 1H), 8,05 (c, 1H), 7,35 (a, 1H), 7,20 (c,
1H), 7,18 (n, 1H), 6,41 (c, 1H), 3,96 (1, 4H), 3,7 (c, 2H); MC: m/z 328 (M+H)".

[Ipomexyrounoe coequaenue 128. 2-Xmop-4-(THIpOKCUMETIT)OCH30HUTPHIT

HO. cl

K pactBopy 2-xmop-4-popmunbensonutpuna (0,25 r, 1,510 mmomns) B THF (15 M) mobasisimu Goporu-
puna Hatpus (0,228 r, 6,04 MMoutp) 5 mopuusaMu 3a 15 MuH. PeakimoHHyI0 cMech HarpeBaiu ¢ oOpaTHBIM XOJI0-
TUIBHAKOM B TedeHune 15 MuH. CMech OXJIaKIaId Ha JIe[sSHOW OaHe W K PacTBOPY JOOABIISIIN HACBHINEHHBIA
pactBop NH,Cl (5 M) ¢ mocnenyromum nodasienuem EtOAc (10 mu). [TomydeHHyIO cMeCh GUIBTPOBAIIN Yepe3
5 mm cnoii Celite®. Celite® npomsiBaim EtOAc (10 mir) 1 0o0betMHEHHbIE OPraHMYECKUE CIIOM MPOMBIBAIH Pac-
tBopoM NH,Cl, cymmnu Na,SO,, GUiIbTpoBaM M BRITIAPUBAIIN C MOJIYICHHEM YKa3aHHOTO B 3arOJIOBKE COEIH-
nenns (0,12 r). "H-SIMP (400 MI'n, Xnopodopm-d) & u/mmn 7,66 (z, 1H), 7,54-7,56 (m, 1H), 7,36 (1, 1H), 4,78
(c, 2H).

[Ipomexyrounoe coequaenue 129. 3-Xnop-4-nnanobeH3mIMeTaHCYTb(hOoHAT

N

P
god

o]
\\S,O \.Cl

Pty

K pactBopy 2-xmop-4-(rugpokcumermn)oenzonutpuia (0,119 r, 0,710 mmoinb) u TpudTrnamuna (0,109 mur,
0,781 mmons) B DCM (2 mun) mpu 0-5°C moGasisun mo karusiM MeTaHcynbdonunxiaopun (0,060 mo, 0,781
mMoib) B DCM (2 mu). Peakumonnyro cmeck nepemernusainy npu KT B Tewenue 1 4. Jlobasisum Bogy (15 mi) u
BOJHBIN ci0ii axcTparupoBany DCM. Opranuyeckue ciiou 00beIUHSIN, IPOMBIBAIN HACHIILICHHBIM PACTBOPOM
NaHCO;, BoJ0i1 U HaCHIIIEHHBIM COJIEBBIM pacTBOpoM, cymiin Na,SO,, GUIbTpoBasi U BEIIAPUBAIIH C TIOITY-
YeHHMEM YKa3aHHOTO B 3aronoke coexmuenmst (0,12 r). 'H-SIMP (400 MI', Xmopodopm-d) & w/mma 7,72 (x,
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1H), 7,51-7,64 (M, 1H), 7,33-7,49 (M, 1H), 3,08 (c, 3H).
IMpomexyrounoe coeaunenune 130. 1-(4-(bpommernin)denun)-2-MeTHIIPONaH-2-0I

o N
Hm Br

K pacrBopy metnn-2-(4-(6pommernin)pennn)anerara (1 r, 4,11 mmons) B THF (10 M) ipu -78°C nodas-
Js1TH 110 Karutsim 3 M pactBop merunMarauiiopomuna (3,93 mu, 11,79 Mmois). PeakimoHHyI0 cMech epeMentn-
Banu nipu -78°C B teuenue 2 4, mpu 0°C B Teuenue 4 9 u npu KT B Teuenue 16 4. Jlo0GaBisiii HACHIIIICHHBIN
pactBop NH,Cl u Boxy, u BoAHBIH cioit skcTparupoBanu Et,O. Opranudeckue ciou 00beIUHSIHN, TPOMBIBAIH
BOJIOH 1 HACKHIIIEHHBIM COJIEBBIM PacTBOPOM, CYIIHIN Na,SO,4, QHIBTPOBAIH U BEIIIAPUBAIIH C IOTYICHUEM YKa-
3aHHOTO B 3arojioBke coenuHenus (0,81 r). 'H-sIMP (400 MTI';, AMCO-dg) & w/™mmH 7,29-7,35 (M, 2H), 7,15-
7,23 (m, 2H), 4,67-4,75 (m, 2H), 2,63-2,65 (M, 2H), 1, 05 (c, 6H).

IIpomexyrounoe coequaenue 131. 4-(bpommerin)-3-propOeH3amu

o]
F 7T TNH,
Br. Ay -

K cycnensuu 4-(6pommerin)-3-propoensonurpui (1 r, 4,67 mmons) u Boas! (0,185 mir, 10,28 Mmois) no-
OaBsUIH cepHYyIO KHCIOTY (4,58 mi1, 93 Mmoib), mocie dero nepeMeriuBaiu npu 100°C B Teuenne 1 9, oxax-
nmamu 1o 50°C, u BeUIMBaNM Ha jen. CMech MepeMEIIMBaIM M BBHIMABIINA B OCAOK MaTephall (HIBTPOBAIH,
MPOMBIBAJIM BOJIOW M CYIIMJIM B BAKyyMHOM CYIIMIbHOM mmkady npu 40°C B Teuenue 16 4, ¢ moinydeHneM yka-
3aHHOTO B 3arosoBke coeaunenns (0,94 r). JKXMC: m/z 232,0 (M+H)".

IIpomexyrounoe coemmuenue 132. 2-((6-Prop-3,4-muruaponzoxuHonuH-2(1H)-um)mernn)-5-ruapokcu-

4H-tmpan-4-oH
jse s
F A om

K pactBopy 6-¢rop-1,2,3,4-retparuaponsoxunonuna (0,301 1, 1,993 mMmosp) u 2-(XJIopMmeTwi)-5-
ruapokcu-4H-mupan-4-ona (0,32 r, 1,993 mMmouns) B 1,2-muxmopatade (5 mi) npu 0°C mo0aBisuiv MO KarumsiM
TEA (0,972 mn, 6,98 mmons). PactBop nepememuBanu npu 60°C B TeueHue 3 4 ¥ NPOMBIBATM HACHIIIEHHBIM
pactBopoM NaHCO;. Boausrii cnoit sxctparuposann DCM, opranndeckue ciion 00beANHSIIN, TIPOMBIBAIIN BO-
JIOM ¥ HACBHIILIEHHBIM COJIEBBIM PAacTBOPOM, cymmiu Na,SO,, ¢uisTpoBany u BeinapuBany. HeouunmieHHbIi npo-
JIYKT OYMINAIH KOJIOHOYHOHM Xpomarorpadueil ¢ Mojy4eHHEeM YKa3aHHOTO B 3aroyioBke coenuHeHus (70 mr).
KXMC: m/z 276,2 (M+H)".

[Mpomexyrounoe coeaunenune 133. 4-(Xmopmerin)-N,N-1usTiinoeH3amMun

(#]
o
a A

K cycnensun runpuna Hatpus (0,099 1, 2,476 mmons) u 4-(xnopmernn)denzamuna (0,14 T, 0,825 MMoib) B
DMF (3 mun) goGasmsin 1o karmsiM womatad (0,664 mu, 8,25 mmons) B DMF (2 M) mpu 0°C. PeakunoHHyIO
cMech nepemenrBaiy npu 20°C B TeyeHne 3 4 U racuiy BoJoi ¢ oOpa3zoBaHueM ocaka. Ocagok GUIbTPOBaIH,
TIPOMBIBAIIM BOJIOH ¥ CYIIHMIIH C TIOTY4EHHEM YKa3aHHOTO B 3arojioBke coemunenus (0,14 r). 'H-SIMP (400 MI ',
Xnopodopm-d) & u/mnn 7,28-7,44 (M, 4H), 4,42-4,64 (M, 2H), 3,38-3,62 (M, 2H), 3,15-3,38 (M, 2H), 1,05-1,30
(M, 6H).

IMpomexyrounoe coequnenue 134. 4-(bpommerun)-3-¢rop-N,N-1umernndoeHzamMmug

K pactBopy 4-(6pommeTnn)-3-propdenzamuna (0,2 r, 0,862 mmoins) u NaH (0,103 1, 2,59 Mmmoins) 8 DMF
(1 mun) mpm 0°C mobasmnsim Hoametan (0,537 mu, 8,62 MMons) B DMF (2 M), PeaknimoHHy1o cMech mepeMernin-
Banu rpu 0°C B TeueHnue 1 9 u BeUIMBAIW HA Jiel. Bomubiii cioit skctparupoanu EtOAc. Opranudeckue Ciion
00BEMHSIIN, TIPOMBIBAJIA BOJIOW W HACKHIIIEHHBIM COJIEBBIM PACTBOPOM, cymmiu Na,SO,, GumsTpoBamn U BhIma-
puBanu. HeounieHHBIH MPOIYKT OYWIIATN KOJOHOYHOW Xpomarorpaduelt ¢ moilydeHueM yKa3aHHOTO B 3aro-
noBke coenunenus (0,10 ). 'H SIMP (400 M, Xnopodopm-d) & w/mnn 7,39 (1, 1H), 7,08-7,17 (m, 2H), 4,38-
4,51 (m, 2H), 3,10 (ymmmp. c, 3H), 2,99 (ymmp. ¢, 3H).

[Ipomexyrounoe coequaenue 135. (4-(XmopmeTwn)deHwmn)(TUnepuani- 1 -ii1)MeTaHOH

o
PN
a Al _J L

K cycnienzun 4-(xsopmernin)oenszommxnopuna (0,88 r, 4,66 MMmoib) u munepuauaTrHapoxiopuaa (0,566 r,
4,66 mmoitb) B DCM (10 mur) mpu 0°C moGassisiiiy 1o KaruisiM TpudTriiamut (1,363 i, 9,78 mMous). Peakinon-
Hyto cMech nepememiuBainy npu 0°C B Teuenue 1 u u npu 20°C B Teuenue 1 4, u npomeiBaiu 1 M NaOH, 1 M
HCI, HachImeHHBIM COJIEBBIM PacTBOpPOM M Boxod. Opranudeckuid cnoit cymman Na,SOy4, GusTpoBanu u BbI-
MAapUBAIIA C IOJyYCHHEM YKa3aHHOro B 3aroioBke coemmuenms (0,98 r). 'H-SIMP (400 MI'm, IMCO-dg) &
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u/mnH 7,48-7,52 (m, 2H), 7,35-7,41 (m, 2H), 4,80 (c, 2H), 3,25 (ymwp. ¢, 2H), 1,37-1,65 (m, 8H).
[Mpomexyrounoe coeaunenune 136. Azetunun-1-un(4-(xmopmerni)peHuT)MeTaHOH
o

Joqs
Cla_

K cycnensun 4-(xmopmerwin)oenzomwmxiopuaa (2,1 r, 9,22 mMoins) u azeruauaruapoxiopuna (0,863 r,
9,22 mmois) B DCM (20 M) mpu 0°C mo0aBisiiu o KarisiM TpudTiiamuH (2,70 v, 19,36 mmons). Peaknmon-
Hyt0 cMech nepeMeruBay npu 0°C B Teuenue 1 4 u mpomsiBaau 1 M NaOH, 1 M HCl, HachIIICHHBIM COJICBBIM
pacTBopoM U Bojmoi. Opranwdeckuii cnoi cymmiu Na,SO,, uibTpoBaan M BRITAPUBATIHN C TIOJYyYSHHUEM yKa-
3aHHOTO B 3arojoBke coexunenus (1,52 r). XKXMC: m/z 210,1 (M+H)".

[Ipomexyrounoe coequnenne 137. 2-((5-bpomuzonnmnommH-2-un)MeTnn )-S-ruapokcu-4H-mupan-4-ox

K pactBopy S5-Opommsoumnmonuna (1,21 r, 6,11 mmomb) u 2-(xmopmernn)-5-ruapokcu-4H-nupan-4-ona
(0,981 r, 6,11 mmons) 8 DMF (10 M) mpu 0°C mo karuisim go6asisuia DIPEA (2,66 mi, 15,27 mmorb). Peakim-
OHHYIO cMech nepementnBany npu 50°C B TedeHue 2,5 4 U BbUIMBAJIU Ha jJeJ. BogHbIN cioil skcTparupoBaiu
EtOAc. Opranndeckue ciou OOBEAWHSIIN, MPOMBIBATIH BOJOW W HACHIIIEHHBIM COJICBBIM PAacTBOPOM, CYIIMIIN
Na,SO,, ¢unbrpoBany U BelnapuBaid. HeounImeHHbIH MPOAYKT OYMINAIN KOJIOHOYHOH XpoMmarorpadueii ¢ mo-
JIydeHHeM YKa3aHHOTO B 3aroioBke coeaunenus (0,22 r). JKXMC: m/z 322,2 (M+H)".

[Ipomexyrounoe coequaenne 138. N-(tper-byTwin)-4-(xmopMeTrin)0eH3aMu,T

L
™ N/\

CNP N2

K cycnem3un 4-(6pommerin)dennnykcycHoit kucnotsl (0,82 1, 3,72 MMounb) u okcammnxiopuaa (1,351
M, 18,60 mmons) mobasnsum 1 karumo DMF. Peakimmonnyio cmech nepememuBany npu 20°C B Tedyenue 16 4.
N30bITOK OKCammmximopuaa BeimapuBanu. Jlob6asmsumm DCM (15 M) ¥ 2-MeTHINpONaH-2-aMHHTHAPOXIOPHT
(0,408 r, 3,72 mMmoutp), 3atem mobasisuin DIPEA (1,620 mi, 9,30 mmons) ipu 0°C. PeakiimonHyIo cMech Tiepe-
memmBany npu 0°C B teuenue 1 4. Jlo6aBisiam Boay M cion pasznensuid. BonaHsiid cinoit sxcrparuposamn DCM.
Oprannyeckue cinou o0benuusuy, mpombiBad 1 M NaOH, 1 M HCl u HachIIEeHHBIM COJICBBIM PacTBOPOM, CY-
i Na,SO,, (HIBTPOBANM U BEIMAPHBAIK C HOMyYEHHEM YKa3aHHOTO B 3arojoske coeuuenus (0,85 r). 'H-
SAMP (400 MI'n, AMCO-dg) 6 u/min 7,76-7,78 (M, 2H), 7,47-7,50 (M, 2H), 4,80 (c, 2H), 1,37 (c, 9H).

[Ipomexxyrounoe coeaunaenue 139. 2-(4-(Xnopmerwmn)penmn)-N,N-auMeTunaneraMu

cr/\@ )
~ \/H\T/

K cycnensun 4-(6poMmerin)peHmITyKCycHON KHCIOTH (2 T, 8,73 MMonb) n okcamuimxsopuna (3 mi, 34,9
MMoub) no6asistin 1 kammo DMF. Peaknmonnyro cmeck nepememusainy npu 20°C B reuenue 16 4.

N36pIToK oKcanmmixnopuna Beimapusaiy. Jobasmsim DCM (20 mir) n iumermnamuaruapoxiaopua (0,783
T, 9,60 MMOITB), 3aTeM H00aBsUH TpUATHIAMuH (2,74 mit, 19,64 MMois) B DCM (5 mur) mipu 0°C. PeakunoHHyI0
cMmech nepememuBaiy npu 0°C B tedenue 3,5 4. JloGasismu Bomy (20 M) m ciow pasnersuid. BogaHbid ciioi
skctparupoBaii DCM. Opranndeckue ciiou o0benuusau, mpombiBaan 1 M NaOH, 1 M HCI u HachlmeHHBIM
COJIEBBIM pacTBOpoM, cymriin Na,SO,, GUIbTpOBaIN M BHIIAPUBAIH C TOIYYEHHEM YKa3aHHOTO B 3arOJIOBKE

coeaunenns (0,64 r). JKXMC: m/z 212,2 (M+H)".
[Ipomexyrounoe coequaenue 140. Dtmi-2-(4-(xmopmeTn)-N-MeTHIOSH3aMHUJIO )arleTaT
Q

\/ﬂ\N’ O~
a = 1 0

K cycnen3uu anbga-6pom-n-TomynnoBoid KuciaoTsl (1 T, 4,65 MMoip) u okcammmxiopuaa (1,35 mi, 18,60
MMouTb) fobasisuii 1 karumo DMF. Peaknmonnyro cMech nepememuBainu npu 20°C B tedenue 16 4. M306IToK
okcammxyopuaa BeimapuBain. Jlo6asmsmu DCM (40 i) B THAPOXJIOPHIL CIOXKHOTO dTHIIOBOTO 3(dupa capko-
3una (0,714 1, 4,65 MmMoip). Cmech oxmaxkaanu 10 0°C u o kamwisam go6asnsumm DIPEA (2,03 mi, 11,63 MModn)
mpu 0°C. PeaknimoHHyI0 CMeCh MepeMemuBaiy B TedeHre 1 4. OpraHudecKuil 10l MPOMBIBAIM BOJIOW M HACHI-
IICHHBIM COJICBBIM PacTBOpOM, cymmian Na,SOy,, GUIBTpOBa N M BRIIAPHUBAIH C TIOTYYCHUEM YKa3aHHOTO B 3a-
ronoske coequnenus (0,14 r). JKXMC: m/z 270,2 (M+H)".

[Mpomexyrounoe coeaunenune 141. 4-(Xmopmerin)-N-nu30mponuinoeH3amMu

QO
J
=2 e
Nes

K cycnensun nponan-2-amuarunpoxmnopuna (0,531 r, 5,55 mmozns) u 4-(xnopmernin) Genzomnxiopuaa (1
T, 5,29 mmoue) B DCM (20 min) no6asnsumn o kamisim TEA (1,659 mi, 11,90 mmons) nipu 5°C. PeakiimoHHyro
cmech nepemenuBainy mpu 0°C B Teuenue 30 muH. K cMecu 100aBIsM BOAY, CIIOM Pa3NEIsIM M BOIHBIN CION
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skcrparupoBaii DCM. Oprannueckue cion oobvenunsiy, npomeiBasii 1 M NaOH, 1 M HCI u HacelmeHHBIM
COJIEBBIM pacTBOpoM, cymminn Na,SOy4, GUIBTPOBAIM M BHIIAPHBAIN C MOJYYEHHEM YKA3aHHOTO B 3arOJIOBKE
coemuuenus (1,05 r). 'H-SIMP (400 MTI't;, AMCO-dg) & u/mimn 8,23 (ymwmp. 1, J=7,5 I'n, 1H), 7,81-7,87 (M, 2H),
7,48-7,53 (m, 2H), 4,80 (c, 2H), 4,09 (nT, J=7,7, 6,6 I'n, 1H), 1,16 (&, J=6,6 T'u, 6H).

[Ipomexyrounoe coequnenne 142. 4-(Xmopmetmn)-N-(mipon-2-uH- 1 -mr)oeH3amMug

Nean

K cycnensnn npon-2-us-1-amuarunpoxmnopuna (0,508 r, 5,55 mMMonb) u 4-(XJI0pMETHIT)OEH30MIXIIOPHIA
(11, 5,29 mmons) 8 DCM (20 mun) mob6asnsum o karwism TEA (1,659 v, 11,90 mMous) nipu 5°C. Peakunonnyro
cMmech nepemenuainy mpu 0°C B Teuenue 45 muH. K cMecu 100aBIsUM BOAY, CIIOM Pa3IEIsIM M BOIHBIN CION
skcrparupoBaii DCM. Oprannueckue cinon oobenunsiy, npomeiBasii 1 M NaOH, 1 M HCI u HachlmeHHBIM
COJIEBBIM pacTBOpoM, cymriiin Na,SO,, QIIbTpoBadN M BHIIAPUBAIH C TOIYYEHHEM YKa3aHHOTO B 3arOJIOBKE
coeaunenns (0,82 r). JKXMC: m/z 208,1 (M+H)".

IIpomexyrounoe coequnenue 143. N-bytun-4-(xopmernin)oeH3aMuy

)

\)E;Hkm-’\\,/\\
H
Cl

K cycniensum 6yran-1-amuarugpoxmopuna (0,609 r, 5,55 mmons) u 4-(xsopmernn) 6ensomnxiopuaa (1 r,
5,29 mmons) B DCM (20 M) mo6asmsumu no karwism TEA (1,659 mu, 11,90 mmons) mpu 5°C, mocie gero mepe-
memmBany npu 0°C B Teuenue 45 muH. K cMecn 1o6aBisum Boay, CIIOM pa3elisuld U BOIHBIH CIIOH SKCTparupo-
Bain EtOAc. Opranmyeckue ciou oO0beaunsu, npomsBain 1 M NaOH, 1 M HCI u HachIIIeHHBIM COJICBBIM
pactBopoM, cymmn Na,SO,, GUIbTpoBaId U BRIapUBAIU. HEOUHIIeHHBIH TPOIYKT TPUTYPUPOBAIHU C TelTa-
HoM: MTBE ¢ monryuenueM ykazanHoro B 3aroioBke coeaunenus (1,01 r). XKXMC: m/z 226,2 (M+H)+.

[Ipomexxyrounoe coequnaenue 144. 4-(Xmopmetmn)-N-reKcmiOeH3aMu

o
V/%fﬂxwf\/\m
mwﬁ\/) H

K cycniensnu 4-(xmopmetmn)oenzomnxiopuna (1 r, 5,29 MMoib) u rekcan-1-amuaruapoxiopuna (0,765 r,
5,55 mmons) B DCM (20 mur) mo6aBnsian no xkammsiM TEA (1,659 mu, 11,90 mMoins) mpu 5°C. PeakimoHHyIO
cMmech nepemenuBainy mpu 0°C B Teuenue 45 muH. K cMecu 100aBIsuM BOAY, CIIOM Pa3IeIsI M BOIHBIN CION
skcrparupoBaii DCM. Oprannueckue cion oobenunsiy, npomeiBasii 1 M NaOH, 1 M HCI u HachlmeHHBIM
COJICBBIM pacTBOpOM, cymriiin Na,SO,, QIIbTpOBaIN U BHIMAPUBAIH C TOJIYYCHUEM YKa3aHHOTO B 3arOJIOBKE
coenunenus (1,24 r). JKXMC: m/z 254,2 (M+H)".

IMpomexyrounoe coequnenune 145. 4-(Xmopmerun)-N-(1-ruapokcu-2-MeTHIIpoIan-2 -1i1) 0eH3aMH T

D *,
S N
Cl I 2 N

K cycnensun 4-(xnopmetwmn)oerzounxiopuaa (0,92 r, 4,87 mmonb) W 2-aMHHO-2-METHITIpOMaH-1-
osrunpoxiopuna (0,64 r, 5,11 mmons) B DCM (20 mu) mob6apnstmn mo karssm TEA (1,526 mo, 10,95 mMmous)
mpu 5°C. Peakmmonnyro cmech nepememmuBany mpu 0°C B tedenne 30 muH. K cMecn m00aBIsiIg BOIY, CIIOU
paszeNsii ¥ BOJIHBINA ciioi skctparupoBanu DCM. Opranudeckue cion o0beausuy, npoMbiBasii 1 M NaOH, 1
M HCI n HachIIIEeHHBIM COJIEBBIM pacTBOpoM, cymmid Na,SO,4, GUIbTpoBaIM W BBIMAPUBAIH C MOJTYICHHEM
yKa3aHHOTO B 3aronoBke coeaunenns (0,80 T). JKXMC: m/z 2422 (M+H)".

[Ipomexxyrounoe coequnaenue 146. 2-(4-(XaopMeTnn)0eH3aMUI0 )-2-METHIIPOTAIALICTAT

0 “ /\I gl
/J'L.D/NTKNND S

K pactBopy 4-(xmopmetnn)-N-(1-runpokcu-2-metunnponan-2-mn)oen3amuna (0,367 r, 1,518 mmons) B
nupuauae (5 mir) npu 0°C 1o6aBisiiy 1Mo KarusiM ykeycHbli anruapun (0,215 mot, 2,277 mMons). PeakumonHyro
cmech nepememuBanu npu 0°C B Teduenue 15 mus u 3ateM npu 20°C B Teuenue 2 4. JleTyune BeliecTBa yAaansuu
MOJ BaKyyMOM M ocTtatok pactBopsuti B DCM. Pacteop mpomsiBasn 1 M HCI, 5% NaHCO; 1 HachIeHHBIM
COJIEBBIM pacTBOpoM, cymminnd Na,SOy4, GUIBTPOBAIM M BHIIAPHBAIN C MOJYYEHHEM YKA3aHHOTO B 3arOJIOBKE
coenuuenus (0,26 r). 'H-SIMP (400 MI'u, IMCO-dg) & u/mmu 7,84 (c, 1H), 7,76-7,81 (M, 2H), 7,47-7,53 (m,
2H), 4,80 (c, 2H), 4,25 (c, 2H), 3,86 (c, 1H), 2,02 (¢, 3H), 1,36 (c, 6H).

[Mpomexyrounoe coeaunenune 147. 4-(Xmopmerin)-N-(4-TuxpokcuOyTHI)0eH3aMH ]

O
J N N"“\J"‘\«’OH
ot J "

K cycnensun 4-(xsnopmerun)oenzomnxmnopuna (1 r, 5,29 mmons) m 4-amuHOOyTaH-1-0nruapoxiopuia
(0,664 1, 5,29 mmons) B DCM (20 mu1) mobasmstmu no karmwsim TEA (1,659 v, 11,90 mmons) ipu 0°C. Peaxim-

OH
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OHHYIO cMech nepementuBany mpu 0°C B Teuenue 30 muH. K cMecn 100aBIsuTH BOY, CIIOH Pa3ICIsIH U BOIHBIN
cyoit skctparupoBait DCM. Opranudeckue cion oobeanHsuy, npomsiBaar 1 M NaOH, 1 M HCI n Hackiuen-
HBIM COJIEBBIM pacTBOpOM, cymmian Na,SO,, dunbTpoBanu u BeimapuBainy. K octaTky H00aBIIsITA POCTOR IH-
STHIOBEIH 3¢up. CMech mepeMenmBaiy, GUIBTPOBAIN M CYIIMIN C ITOJydeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
enunenns (0,44 r). JKXMC: m/z 242,2 (M+H)".

IIpomexyrounsie coenuuenus 148 u 149.(E)-3-(4-(Xmopmetmn)hennn)-N,N-numermnakpunamua u (E)-3-
(4-(6pommeTtrn)perrn)-N,N-TuMe THIaKpUITAMHA]T

o 0
I LY
oAz - !

K cycnensun (E)-3-(4-(6pommeriin)hennn)akpunoBoit kucnotsl (0,76 T, 3,15 MMOIIB) M OKCATMIXJIOPHIA
(1,083 M, 12,6 mmoinb) nobasmsum 1 xarunto DMF. Cumech nepemenmnBamm npu 20°C B Teuenune 16 4. M30b1TOK
okcamuixyopuaa Beimapusany. Jlo6asmsuim DCM (20 mun) u numerunamuaruapoxiopun (0,27 r, 3,31 Mmons) ¢
nocyeiyronmM noo6asienreM tpuatmiamuHa (0,989 mut, 7,09 mmons) npu 0°C. Cmech nepemenBany npu 0°C
B TeueHne 1 4. JloGasmsuin Boxy (20 mut) u cion pasnensuii. Bomuerit cioit skctparuposamun DCM. Oprannde-
ckue cion ooweauHsun 1 npombiBasid 1 M NaOH, 1 M HCI u HachlleHHBIM COJIEBBIM PacTBOPOM, CYIIIFIIA
Na,SOy4, hunbTpoBa M W BHITIAPUBAIIN, MOJTyYasl YKa3aHHOE B 3arojioBke coenanHeHnue B Buae cmecu (E)-3-(4-
(xmopmetmn)pennn)-N,N-numetmnakpunamuna W (E)-3-(4-(6pommerrn)penrrn)-N,N-quMeTHIaKpHIaMUAIa
(0,33 1). KXMC: m/z 224,2 (M+H)". JKXMC: m/z 270,1 (M+H)".

IIpomexyrounoe coequaenue 150. 2-(4-(Xmopmermn)hennin)-N-(2-ruapokcudTiT)-N-MeTUIae TaMu,T

N"'\v’DH

|

K cycnensun 4-(6poMmeTtin)peHmITyKCycHON KUCIOTH (2 T, 8,73 MMounb) n okcamuimxsopuna (3 mi, 34,9
MMonb) no6asisim 1 kammo DMF. Peaknmonnyro cmech nepememusany npu 20°C B teyenue 16 4. M30bToK
okcammxiopuaa BeimapuBain. Jlo6asmsuim DCM (15 M) u N-metumatanonamua HCL (0,974 1, 8,73 MMoub),
3arem nobasmsun TEA (2,738 mi, 19,64 mmons) nipu 0°C. Peakiponnyro cMech nepememuBain npu 0°C B Te-
genue 1 4. J[00aBIsIM BOMY W CIIOM pasfessuid. Bomuerid cioit skcTparupoBamm DCM. OpraHudeckue ciou
o6weauasn 1 ipoMbiBasi 1| M NaOH, 1 M HCl n HachIIeHHBIM COJIEBBIM pacTBOPOM, Cymmim Na,SO,, Guits-
TPOBAJM W BBITIAPWBAIN C TIOMy4YeHHEM yKazaHHoro B 3arosnoBke coemuHenus (0,23 r). KKXMC: m/z 242,2
(M+H)".

[Ipomexyrounoe coequaenne 151. 4-(Xmopmertm)-N-(3-ruapoKkcunponii)oeH3aMu

o)

@ N">""0H
ci H

K pactBopy 4-(xiopmernn)oensomnxiopuaa (2,97 r, 15,71 mmons) B DCM (10 mir) noGasistnu 3-aMuHO-
I-npomanon (1,180 1, 15,71 mmons) B DCM (20 M), moce yero podaBimsuu mo kamsim TEA (2,409 mo, 17,28
mmons) ripu 0°C. Cmecs nepementnBany rpu 0°C B Teuenue 45 muH. K cMecn 100aBiisim Bozy, CIIOH pa3aessiin
¥ BOJHBIN cloi axcTparupoBan DCM. Opraamdeckue ciion o0beauHsy, mpoMbiBasm 1 M NaOH, 1 M HCI u
HACHIIIEHHBIM COJIEBBIM pacTBOpoM, cymmid Na,SO,, ¢uinsTpoBanmy M BeIMapuBain. HeodnmeHHBIH MpOayKT
OYMINAIH KOJIOHOYHOH XpoMaTtorpadueil ¢ mocIeIyonM TPUTYPHPOBaHHEM TIPOCTHIM AUATHIOBEIM 3(pHUpoM ¢
TIOJTydeHHEM YKa3aHHOTO B 3arojoske coeaunenus (1,79 r). JKXMC: m/z 228,2 (M+H)".

[Ipomexyrounoe coequaenue 152. 3-(4-(XmopMeTHT)0eH3aMUI0 IPOTIHIIAIIETAT

Q

o
/u‘o/\-.f\;\g
H cl

K pactBopy 4-(xnopmernin)-N-(3-ruapokcunponmn)oenzamuna (1,79 r, 7,86 mmons) B mupuaune (15 mu)
no6asismn ykeycHsldt anruapun (1,115 mo, 11,79 mmons) npu 0°C. PeakiMoHHYIO cMech TepeMEIIBaI IpU
0°C B Teuenue 15 mun u ipu 20°C B Teuenue 30 MuH. PacTBOpHUTENh BHIMAPUBAIIH U K OCTATKy T00aBIISUTH BOLY.
Bonmsrnit croit sxctparupoBanu EtOAc. Opranmueckue cinou o0wpenunsuty, npomeBanin 1 M HCL, Bomoit, 5%
NaHCO; u HachIIEHHBIM COJIEBBIM PAacTBOPOM, Cymmim Na,SO,, GUIbTpOBa M W BBHITIAPUBAIN C TIOTYYEHHEM
yKa3aHHOTO B 3aroyioBke coeauaenns (1,29 r). JKXMC: m/z 270,2 (M+H)".

IIpomexyrounoe coequnenue 155. (E)-3-(4-(XnmopmeTwn)dennn)-N-MeTHIaKpHIaMuT

0
Sha
cl ) H

K cycnienzun (E)-3-(4-(6pommetrn)denrn)akpmioBoit kuciaotsl (1,0 T, 4,15 MMOIIb) U OKCATMIXJIOPHIA
(1,424 mn, 16,59 mmons) nobasismu 1 kamtro DMF, mocne gero nepememuBamu npu 20°C B Teuenue 16 4. W3-
OBITOK OKCATMIIXJIOpUIA BhIMapuBaiu u n00aBismy DCM (20 mn) u metunamuaruapoxiopun (0,28 r, 4,15
MMOJIb) C MochexyromuM gooapneHueM TprdTmwiamuna (1,301 mi, 9,33 mmons) npu 0°C. PeakiponHyo cMech
nepememuBanu npu 0°C B TeueHue 1 u.
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Jo6asnsamu Boxy (20 mir) u citon pasaensin. Boausiid cinoit skcrparupoBamn DCM. Opranuyeckue ciou
o0bemunsiy 1 nmpoMeiBaay 1 M NaOH, 1 M HCI u HachIeHHBIM COJIEBBIM pacTBOpoM, ¢y Na,SOy, Guib-
TPOBANH, BEIIAPUBATHN M TPUTYPUPOBAIN B MIPOCTOM JHITHIIOBOM 3(HpeE, C TOTyIeHHEM YKa3aHHOTO B 3ar0JIOB-
ke coemquuenus (0,42 r). 'H-SIMP (400 MTI'i, AMCO-dg) 6 u/mnu 8,01-8,11 (M, 1H), 7,51-7,58 (M, 2H), 7,44-
7,50 (m, 2H), 7,37-7,44 (M, 1H), 6,52-6,69 (M, 1H), 4,71-4,79 (M, 2H), 2,68-2,75 (M, 3H).

[Ipomexyrounoe coequaenue 156. (4-(XmopmeTwin)heHwn)(3-ruapoKCUIUTIICPUANH- | -HT)METaHOH

K cycnenzun 4-(xnopmernn)oen3zomnxiopuaa (1 r, 5,29 mmons) u nunepuaus-3-oaruapoxiopuna (0,728
T, 5,29 mmois) B DCM (20 mut) mo6asismu o karisim TEA (0,811 mi, 5,82 mmons) mpu 0°C. PeakimonHyto
cMmech nepemeruBany mpu 0°C B Teuenune 30 muH. K cmecu 100aBisum BOIy, CJIOW pa3leisiid U BOIHBIA CIIOH
skctparupoBaii DCM. Oprannueckue cion oobenussiy, npomeiBasii 1 M NaOH, 1 M HCI u HachlmeHHBIM
COJIEBBIM pacTBOpoM, cymiiu Na,SO,, ¢pmisTpoBanyu 1 BeimapuBainu. K octarky 100aBisum rentaH, MOCie 9ero
nepeMeIInBaiy, GUILTPOBAIIN U CYIIWIN C TIOIyYeHHEM yKa3aHHOTo B 3arosioBke coeanHenus (0,62 r). XJKXMC:
m/z 254,2 (M+H)".

[Tpomexyrounoe coeaunenue 157. 4-(Xmopmerin)-N-(3-runpokcu-2,2-TMMeTHIIPOITIIT ) OeH3aMH 1T

e}

Noa e

K cycnensun 4-(xnopmerun)oenzomnxiopuaa (2,058 r, 10,89 mMonb) u 3-aMHHO-2,2-TUMETHIITIPONIaH- 1 -
onmruapoxiopuaa (1,520 r, 10,89 mmons) B DCM (25 mut) no6asnsim no karwsm TEA (1,669 v, 11,98 mmorb)
npu 0°C. Peaknmonnyto cmeck nepememmmBany npu 0°C B teuenne 30 muH. K cMecu noGasismn Boay, ciiou
pa3zensuii ¥ BOIHBIH cioit sxcTparupoBanu DCM. Oprannueckue ciion o0bequHsuy, npomsiBaii 1 M NaOH, 1
M HCI u HachIIIEHHBIM COJIEBBIM pacTBOpOM, cynid Na,SOy, GunbTpoBany U BeimapuBainu. OCTaTOK OYHIIA-
JIM KOJIOHOYHOW XpoMaTtorpaduei ¢ MmoydeHneM yKa3aHHOTO B 3arosioBke coeamnenus (0,67 r). KXMC: m/z
256,2 (M+H)".

[Ipomexyrounoe coequaenue 158. (4-(XmopmeTwin)heHnn)(4-ruapoKCUIUTIICPUANH- | -HT1)METaHOH

o
geoas!
Cl o4

K cycnensun 4-(xmopmerwin)oenzonnxmnopuna (3,3 r, 17,46 MMonb) W nunepuauH-4-0NTHAPOXIOPHIA
(2,376 1, 17,27 mmons) B DCM (35 mu) no6aemsumu no karusim TEA (5,41 mi, 38,9 mmons) pu 0°C.

Peaknmonnyro cmech nepemermmBany npu 0°C B reuenune 30 mun. K cMecn 100aBIsiiid BOAy, CJIOH pasjie-
JISUTA ¥ BOJHBIN cioit akcTparupoBasin DCM. Opranudeckue cion oObeanHsuiy, mpombiBanu 1 M NaOH, 1 M
HCI n HachIeHHBIM COJIEBBIM pacTBOPOM, cymmin Na,SO,4, GUIbTpoBaaM W BHITAPHBAIHN C TOJyYSHHUEM yKa-
3aHHOTO B 3arojIoBKe coemuHeHus (3,62 r). XKXMC: m/z 254,3 (M+H)".

[Ipomexyrounoe coequaenue 159. 2-Xmop-1-(4-(dbenuncynbhoHun)mumnepasrt- 1 -1ir)3TaHOH

QM P
E'ng”_(—cr

K pactBopy 1-(dhenuncynsponmn)nunepazuna (1 r, 4,42 mmonns) u TEA (1,355 mm, 9,72 mmons) B8 DCM
(15 mum) mobasmsumm xmopanetwixiopun (0,422 i, 5,30 mmons) B DCM (5 M) mipu 0°C. PeaknimoHHYIO cMeCh
nepememuBaiy npu 20°C B tedenne 50 MUH, MPOMBIBATIN BOJIOM M HACBHIMIEHHBIM COJIEBBIM pacTBopoM. Opra-
HUYeCKu# cioit cymunu Na,SO,, QUIbTpOBaIH M BHITAPUBATH C MOJNyYCHHEM YKa3aHHOTO B 3ar0OJIOBKE COCIH-
nenus (1,12 ). JKXMC: m/z 303,3 (M+H)".

IMpomexyrounoe coeaunenue 160. 2-Xiop-1-(4-Tozunmunepasut-1-min)3TaHOH

K pactBopy 1-to3unmunepasuna (1 r, 4,16 mmoins) u TEA (0,696 mi, 4,99 mmoins) B DCM (15 mur) no6as-
nsima xsopanetwxinopun (0,397 mi, 4,99 mmons) B DCM (5 mun) mpu 0°C. Cmech nepememmBanyu npu 20°C B
TedeHne 50 MHH, TIPOMBIBAIM BOAOW W HACHIIICHHBIM COJIEBBIM pacTBOpoM. OpraHMYecKdud CIIOH CYIIHIH
Na,SO,, GUIBTPOBATH U BBIIAPHBATH C MOJTYYCHHEM YKa3aHHOTO B 3aronoske coexmuenus (1,30 r). 'H-SIMP
(400 MI'u, AIMCO-d¢) & u/mmu 7,59-7,66 (M, 2H), 7,44-7,49 (m, 2H), 4,34 (c, 2H), 3,47-3,59 (M, 4H), 2,80-3,00
(M, 4 H), 2,41 (c, 3H).

[Ipomexyrounoe coequaenue 161. (4-(Xmopmetun)benmn)(3,3-mudpropazeTuaut- 1 -mr)MeTaHOH

o]

K cycnensnn 4-(xnopmernin)oensomnxinopuna (1,0 r, 5,29 mmons) u 3,3-au¢dTopazeTHIMHIHAPOXIOPHIA
(0,685 1, 5,29 MmoIB) B TpeT-OyTHiMeTHioBOM mpoctoM 3dupe (15 mi) npu 0°C n1obaBisui 1Mo KarusiM TpH-
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stwiamuH (1,659 mi, 11,90 Mmmons). Peakimonnyto cmecs nepememnusainy npu 0°C B Teuenue 1 4. Boxy no6as-
JSUTH K PEaKIMOHHOW CMecH M opraHndeckyio ¢asy skcrparupoBanu EtOAc. Opranuueckue ciou 00beIUHIIH,
npoMbeiBayit 1 M NaOH, 1 M HCI, HachIIIeHHBIM COJIEBBIM pacTBOPOM M BOAOH. OpraHMdecKuid CIION CyIIHIN
Na,SO4, bpuapTpoBaH B OOJBIIYIO YaCTh PACTBOPUTENICH BhIMapUBaH. J[00aBIsIH POCTON JUITUIIOBBIN dhUP
Y TEIITaH ¥ BBIIABIINI 0CaJ0K OT(GHUIHTPOBBIBAIIN, IPOMBIBAIIN TEIITAHOM M CYIIHJIH C ITOJy4YeHHEM YKa3aHHOTO
B 3aronoBke coenuHenus (0,9 r). 'H-SIMP (400 MI'y, IMCO-dg) & w/mna 7,67-7,73 (M, 2H), 7,51-7,57 (m, 2H),
4,82 (c, 2H), 4,61-4,81 (M, 2H), 4,38-4,58 (M, 2H).

[Ipomexyrounoe coenuuenue 162. 2-Xmop-1-(4-(3-(METOKCUMETHI) TUPUIUH-2-FIT)TUTIEpa3HH- | -1 )3Ta-

~ e

Ll

K pactBopy 1-(3-(MeTOokcHMeTHI)TUPUANH-2- wi)nunepasuaruapoxiopuna (0,75 r, 3,08 mmons) u TEA
(0,944 mn, 6,77 mmonb) B DCM (15 M) mo6asistmu xmopanetmnxiopun (0,294 mi, 3,69 mmons) 8 DCM (5 mu)
nipu 0°C. Peakrmonnyo cMech nepememnmany npu 20°C B Tedenne SO MUH, TPOMBIBAIH BOJOW U HACHITIICHHBIM
coJleBbIM pacTBopoM. Opranmdeckuid cioit cymwm Na,SO,, GUIbTpoBaIM U BHIIAPUBAIHN C IMOTYICHHEM YKa-
3aHHOTO B 3arosioBke coemuHenus (0,59 r). 'H-sIMP (400 MI'n, IMCO-d¢) & u/mnu 8,21 (man, J=4,8, 1,9 I'u,
1H), 7,72 (a0, J=7,4, 1,9 I'n, 1H), 7,05 (nm, J=7.5, 4,8 T'u, 1H), 4,43 (c, 2H), 4,42 (c, 2H), 4,27 (c, 2H), 3,57-3,64
(m, 4H), 3,11-3,18 (M, 2H), 3,03-3,11 (m, 2H).

IIpomexyrounoe coenunenue 163. S-I'mapokcu-2-((5-(METHUITHO)N30MHAOTNH-2-1)MeTw)-4H-tupan-4-

HOH

OH

o o

0
~g ‘b:
OH
K pactBopy 5-(Metmnruo)uzoungonuaa HCI (0,1 r, 0,4 96 mmonb) u 2-(xiopmetwn)-5-runpokcu-4H-
nupan-4-ona (0,080 r, 0,496 mmons) B IMCO (1 M) mpu 60°C o kamism go6asisumn DIPEA (0,181 mu, 1,041
MMoJIb). Peakionnyro cMech nepeMemuBaiy npu 60°C B Tedenne 35 MUH W BBITMBAIM Ha Jiea. BomHsril cioit
skctparupoBasii DCM. Opranudeckue ciou 00beIUHSIIH, CyITm 0e3BOIHBIM Na,SO,, GUIBTpOBAIN U BhITIA-
puBanu. HeoUHnIeHHbI IPOAYKT TPUTYPUPOBATH B MIPOCTOM TUITHIIOBOM d(PHPE C MOTyICHHEM yKa3aHHOTO B
3aronoBke coenunenus (0,12 r). 'H-SIMP (400 MI'w, Xnopodopm-d) 6 u/mmna 7,85 (¢, 1H), 7,11-7,18 (M, 3H),
6,56 (c, 1H), 4,17-4,24 (m, 1H), 3,98-4,04 (M, 4H), 3,79 (c, 2H), 2,47 (c, 3H).
[Ipomexyrounoe coequaenue 164. 5-I'napokcn-2-((5-MeTHIU30MHI0HH-2-11)MeTHN )-4H-iupan-4-ox

jee

PactBop S-mermimzomnponmHa (0,207 1, 1,557 mmomsb), 2-(ximopmernn)-S-ruapokcu-4H-nupan-4-oHa
(0,25 r, 1,557 mmone) u DIPEA (0,298 mu, 1,713 mmons) B IMCO (2 mi) nepementupanu npu 75°C B TedeHue
1 4, u BeuTMBaNM B BoAy. Ocanok (pMUIbTPOBAIN, TPOMBIBAIX BOAOH M CYIIMIHN C OITYYCHHEM yKa3aHHOTO B 3a-
ronoBke coenunenus (0,28 r). 'H-sSIMP (400 MTI'i, AMCO-dg) & u/mmn 8,98-9,12 (M, 1H), 8,06 (c, 1H), 7,10-
7,13 (m, 1H), 7,05 (c, 1H), 6,97-7,02 (M, 1H), 6,41 (c, 1H), 3,90 (c, 4H), 3,77 (c, 2H), 2,28 (c, 3H).

IIpomexyrounoe coequnenue 165. 3-(ITunepuanna-4-un)npomnan-1-ox, HCI

HN
OH

Cycniensuto 4-nupuaunnponanona (3,29 r, 24 mmois), okenaa mwiatussl (IV) (0,545 T, 2,400 mmons), 37%
HCI (6,00 mi1, 24 mmomb) 1 3Tarona (35 mir) BeTpsxuBaid B anmapare [lappa npu nasieHnn Bomopozaa 8 klla B
TedeHue 3,5 4. PeaknmoHHyI0 cMeCch QIIBTPOBAIHN M (QIIIBTPAT BRIIAPHUBAIH TOCYXa C MOIYICHHUEM YKAa3aHHOTO
B 3aroyioBke coeauneHus (5,80 T). 'H-SIMP (400 MTI't, IMCO-dg) & @/mix 9,09-9,32 (M, 1H), 8,85-9,09 (M, 1H),
3,35-3,40 (M, 2H), 3,15-3,23 (m, 2H), 2,73-2,84 (m, 2H), 1,71-1,80 (m, 2H), 1,27-1,51 (M, 5H), 1,19-1,25 (M,
2H).

[Ipomexyrounoe coequaenue 166. 3-(1-(MeTuncynb(QOHUT ) TUITePUAUH-4-1T) TPOTHIMETAHCYTb(POHAT

o Q

3 -5

"Sv‘o\/\/CN o
o]

K cycnensun 3-(nunepunun-4-un)mnpomnas-1-onruapoxiopuzaa (1 r, 5,57 mmoins) n K,CO;5 (3,31 1, 23,93
mmoib) B ACN (10 mur) mobasisum no karmisim Metancynbdormtxiopua (12,92 mi, 16,70 mmoins) pu 0°C. Pe-
aKIMOHHYIO0 cMech epemernuBany npu 30°C B Teuenue 1,5 4. PeakuuonHnyro cmecs GuibTpoBanu U GuibTpaT

o} O
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BHIMapHUBany Jocyxa. OCTaTOK IMEepeMEIINBaIl B HACBHIIICHHOM COJIEBOM PacTBOpE, (DMIBTPOBAIU, MPOMBIBAIN
HACHIIIICHHBIM COJICBBIM PAacTBOPOM W BOJOW M CYIIMJIU C MOJYYCHHEM YKa3aHHOTO B 3arOJIOBKE COCTUHCHUS
(0,68 r). 'H SIMP (400 MI'w, Xnopotdopm-d) & w/min 4,19-4,26 (M, 2H), 3,76-3,83 (M, 2H), 3,02 (c, 3 H), 2,77
(c, 3 H), 2,59-2,69 (M, 2H), 1,74-1,85 (M, 4 H), 1,26-1,45 (M, SH).

IIpomexxyrounoe  coemmnenue  167.  (1-MmuHo-1-okcunorerparuapo-2H-Tuonupan-4-un)mMeTnin-4-

METHIIOEH30JICYIb(pOoHAT
Q .0
OO
)

Cwmech (1-okcumo-1-(To3umuMuHo ) TeTparuapo-2H-tnomupan-4-mwn)metmn-4-mMetunodenszoncyabsponara (0,4
r, 0,848 MMonb) u cepHOit kucnots (1,260 M, 25,4 Mmons) nepememuBanu npu 20°C B Teuenue 2 4. K peak-
IIMOHHOW cMecH 100aBisuy Jiea, a 3ateM noBoawui pH o 10 ¢ momomsio NaOH. BonHslit cioit sxcTparuposa-
m1 DCM, opranuyeckuii CJIoi MpOMBIBaJIM HACHIILICHHBIM COJIEBBIM PacTBOpoM, cyminin Na,SOy, GuIbTpoBan
¥ BBIIIAPHBAJIH C MOJYYCHHEM YKa3aHHOTO B 3aronoske coeauuenns (0,23 r). 'H-SIMP (400 MI'u, JIMCO-dg) &
y/mmu 7,77-7,81 (m, 2H), 7,47-7,51 (M, 2H), 3,90-3,97 (M, 2H), 3,66 (c, 1H), 2,87-3,05 (M, 4H), 2,43 (c, 3H),
1,80-1,99 (m, 3H), 1,49-1,64 (m, 2H).

[Mpomexyrounoe coeaunenne 168. (1-(AnermnmumuHo)-1-okcunorerparuapo-2H-trnonupan-4-mim)mMeTu-
4-meTunoeH3o0aCcynbhoHaT

O

K pactBopy (1-umuHO-1-okcugoTeTparuapo- 2H -THonupan-4-uwi)metmi-4-merunodensoncynsdonara (0,28
r, 0,882 mmoms) u TEA (0,307 M, 2,205 mmons) 8 DCM (10 mi) no6aensumm anermxinopun (0,069 mi, 0,970
mmonb) nipu 0°C. Peakunonnyto cmeck nepemernnBany npu 0°C B Teyenue 3 4, npomsBanu 1 M HCL, 1 M
NaOH u HachIeHHBIM cOJIEBBIM pacTBOpoM. Opranudeckunii cinoit cymman Na,SOy, GUITPOBAIN U BEIIIApUBa-
JI ¢ TIOJTydEHHEM YKa3aHHOTO B 3aroyioBke coeauuenus (0,31 r). JKXMC: m/z 360,2 (M+H)".

[Ipomexyrounoe coemunenue 169. 2-((5-I'mapoxcu-4-oxco-4H-mupan-2-uim)MeTwi)-5-(TpuGTopMETIIT)

HM30MHI0IMH-1,3-1HOH
OH

PactBop 2-(ammHOMeETHII)-5- FI/IL[pOKCI/I—4H—HI/IpaH—4-0Ha (1,1 v, 7,91 mmone) u S-(TpudropmerHi)n3o-
6ensodypan-1,3-muona (1,7 r, 7,91 Mmoins) B ykcycHOHM kucnote (12 Mir) mepeMelnnBaiy IIPpH HAarpeBaHUH B
TeueHne | 4. PeakMoHHYyI0 cMeCh BEUIMBAIM B BOAY. [lomyd4eHHbIH ocaqok oT(QMIBTPOBEIBAIH U CYIIMIN C HO-
nydenueM 2,45 T yka3aHHOTO B 3aronoske coequnenus. JKXMC: m/z 340,1 (M+H)".

IMpomexyrounoe coeaunenne 170. Cmech 3-runpokcu-2-((S-runpokcu-4-okco-4H-nmpan-2-mm)meTnin)-5-
(TpudTopMeTHIT)M30UHAOINH- 1 -OHa " 3-ruapoxcu-2-((5-ruapokcu-4-oxco-4H-nmpan-2 -mr)MeTHIT)-6-
(TpudTopMeTHIT)U30NHAOINH- 1 -OHa

M{OH oH =
~ == £ oo =0
F o d =0 Yo F 7 S
KEA R 2 PRI g WA SN G o
T T Ly
i K\\ e T
o o or

2-((5-T'unpoxkcu-4-okco-4H-nmupan-2-un)metnn)-5-(tpudropmeTn)uzonanonvu-1,3-mmon 2,82 1, 8,31
MMOJIb B MeTaHoge (50 M) o6pabatsiBamiu NaBH, (0,94 1, 24,94 mmons) ipu 0°C B Teuenue 1 4. I[Tocne Beima-
puBaHus pactBoputess A06aBsum Boxy (20 mu). IpoaykT skcrparupoanu EtOAc. Opranudecknii ciioi mpo-
MBIBJIA BOJIOH, Cymmiau 0e3BoHBIM Na,SO,, GUIBTPOBAIN U KOHIIEHTPUPOBAIH TIPH MOHKEHHOM JaBJICHHU.
HeounmeHHbIN TPOAYKT OYUIIATN KOJOHOYHON XpoMarorpadueit ¢ moimydeHneM 1,2 T yKa3aHHOH B 3aroJIOBKE
cmecu. JKXMC: m/z 342,1 (M+H)".

IMpomexyrounoe coemunenue 171. Cmeck 2-((5-ruppoxcu-4-okco-4H-mmpan-2-mn)meTwn)-5-(tpudrop-
METWII)M30MHI0NNH-1-0Ha u 2-((5-ruapoxcu-4-okco-4H-nupan-2-mwr)mMetn)-6-(Tpud TopMeTHII ) H30NHI0THH- 1 -
OHa

=
F OHO =0

F -/ P oH

F - AN—J}W 3 IW(\? /’*‘WQ
P F e/ f. o d =0

. o Yo/ ! -

o ou D™ FWN J
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K cmecu 3-rugpokcu-2-((S-runpokcu-4-oxco-4H-nmpan-2-mn)Metn)-5-(TpruTopMeTHI ) H30MHIOAWH- | -
oHa W 3-ruapokcu-2-((S-ruapoxcu-4-okco-4H-nupan-2-un)MeTnn)-6-(Tpud TopMeTHI)N30MHA0INH- 1 -0Ha (230
mr, 0,67 mmonb) nob6asisiimn TFAA (5 mur) u tpuatmncnian (0,60 mu, 3,81 mmons) npu 0°C. Cmech nepeMeru-
Banu npu KT B Teuenue 2 4, 3aTeM BbutuBanu B BoAy (10 mu) u noamenaunsanu 2 M NaOH. IIpoaykr skcrpa-
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rupoBasii DCM. OpraHn4eckuil Ci1oi MmpoMbIBaiaM BOJOH, cymn 6e3BogHbM Na,SO4, GUIbTpoBaIM U KOH-
HEHTPUPOBAIH TIPH TIOHWKEHHOM JaBJIeHUH. HeodneHHbIi TpoayKT OuHIaay KOJIOHOYHOW XpoMaTorpadueit
¢ moydenreM 0,20 T yKa3aHHO# B 3arosioBke cMech. JKXMC: m/z 326,1 (M+H)".

IMpumep 1. 2-(M3omnponuH-2-mimMeTnn)-5-((4-(metuncynbhoHwmn)oen3mn)okcH )-4H-mupan-4-o1 (coenn-
HeHue 1)

[#]
Oxp ey ™N "g& o O'Z\}’\N
I D TR ROy
Br

K pactBopy S-ruapoxcu-2-(n3ounnonnH-2-unmernn)-4H-nupan-4-ona (0,20 1, 0,82 Mmons) 8 DMF (5 mi)
nobasisuin 4-Metmicynbpormioensmiopomur (0,20 r, 0,82 mmons) u K,CO; (0,23 1, 1,6 MMons). Peakimon-
HyI0 cMech HarpeBanu npu 60°C B reuenue 1 4.

Cwmech oxnaxkaamu 1o KT, nobasnsum Boxy (10 mur) u nponykt skctparupoBann EtOAc. O0benHeHHbIE
9KCTPAKTHI MPOMBIBAIIM BOAOH, cymmimn Na,SO4, GUIBTpOBaIN U BHITapHBaNU. HeouumeHHbIH TPOAYKT O4H-
IAMK KOJOHOYHOH XpoMatorpapueii ¢ momyuennem 0,21 T' yKa3aHHOTO B 3aroioBke coefuHeHms. 'H-SIMP
(Xnopodopm-d) d: 7,95-7,98 (m, 2H), 7,62-7,65 (m, 3H), 7,21 (n, 4H), 6,52 (¢, 1H), 5,18 (c, 2H), 4,04 (c, 4H),
3,77 (c, 2H), 3,06 (c, 3H). KXMC: m/z 413,4 (M+H)".,

Crenyromue cOeJUHEHNS MOTydalnd B COOTBETCTBHH C METOIUKOH, ONIMCAHHON AJISI COEIUHEHH | mprMe-
pa 1, ucmonb3ys B Ka4yeCTBE MCXOIHBIX COCTUHEHHH S-TUAPOKCH-2-(M30MHIOINH-2-niMeTn)-4H-nmpan-4-oxn
nu S-runpokcu-2-((3,4-nuruapomsoxuHonud-2(1H)-wmr)meTmn)-4H-mupan-4-0oH Wik €ro MpOU3BOIHOE U IPY-
ToM MOIXOIAIUNA UCXOAHBIN MaTepual. XapakTepHU3yIollue JaHHbIE, UCXOJHBIH MaTepHal U BO3MOXHBIE OT-
KIOHEHUsI B YCJIOBHSX PEaKkIUH (pacTBOPUTENb, OCHOBaHME, TEMIIEpaTypa pPEakLH, BpeMsI PEakiiu, CHoco0
OYHCTKH), €CIIN TAaKOBbIE UMEIOTCS, YKa3aHbI B TA0JIHIIE.

Hcnonb30BaHHBIE CIIOCOOBI OUMCTKH:

A=Kpucrammzanus;

B=Kononounas xpomarorpaduns;

C=0OcaxeHue B BOJIHOU cpeze;

D=Ilonynpenaparusras BOXX;

E=Tpurypuposanue;

F=0O6pa3zoBanue conu;

G=Dbe3 10MOIHNTEIHHON OUNCTKH.
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OTKJIOHEeHUA yCJ’IOBMIZ peaxkumm

N CTpyKTypa M MCXONOHEI MaTepual /
TH-AMP (400 MI') /XKXMC
IH-AMP (Xsiopodopm-d) &:
i 7,68 (m, 1H), 7,57 (c, 1H),
o N o
\I;:lk/o\ - 7,51-7,55 (m, 2H), 7,43 (m,

2 V Eiiﬂ\/£:§;J> 2H), 7,17-7,22 (M, 4H),
VICXOOHHNM MaTepuas: MeTUJI—II— 6,50 (c, 1H), 6,45 (m, 1H),
OpoMMe THUIIIMHHaMaT 5,11 (c, 2H), 4,03 (c, 4H),

3,81 (¢, 3H), 3,75 (c, 2H).
EKXMC: m/z 419,66 (M+H)™"
H-AMP (Xjopodopm—d) &:
7,66 (m, 2H), 7,59-7,62 (M,
\Ei:l\/ 1H), 7,59-7,62 (M, 1H),

3 \[%:Lx/ :ﬁ::> 7,48 (m, 2H), 7,18-7,26 (u,
VcXOnHENE MaTepuali: 4- 4H), 6,51 (c, 1H), 5,12 (c,
(TpUbTOPME THUIITHO ) BeH3UIOPOMMAT 2H), 4,04 (c, 4H). XXMC:

m/z 434,3 (M+H)"
Vesosua: THF, 80°C.
IH-AMP (Xjopodopm—d) &:
E ] 7,79-7,83 (M, 2H), 7,62-
\ﬁiil\/ 7,64 (M, 1H), 7,53-7,57 (M,
\@a 2H), 7,19-7,22 (M, 4H),

’ VCXOmHEIE MaTepuas: 4-— 6,92 fle, 1H), 5,13 (e, 2H),
(6pommei) N, N 4,04 (c, 4H), 3,77 (c, 2H),
OUSTUIIOEeH30JICYJIbGOHaMIT, 3,20=3,27 (w, 4H), 1,11-

1,16 (M, 6H). XXMC: m/z
469,4 (M+H)"
Yciosusa: 80°C.
H-AMP (Xjopodopm-d) &:
<:} I%ﬁi}\/ 7,84 (m, 2H), 7,64 (c, 1H),
ji%l\zﬁzg:} 7,59 (m, 2H), 7,19-7,25 (um,

5 4H), 6,53 (¢, 1H), 5,14 (c,
NCxXOmHENT MaTepual: 1— 2H), 4,05 (c, 4H), 3,78 (c,
(6poMmMe TIIT) GeHWIT) CyJibQOHMIT) NP 2H), 3,21-3,29 (M, 4H),
POJIMINH 1,72-1,82 (M, 4H). XXMC:

m/z 467,4 (M+H)*
Yenosusa: 80°C.
90 IH-AMP (Xsopodopm-d) :
N [::Lb 7,77 (ymmup. m, 2H), 7,60-
; \E%jl\fi:§:3> 7,67 (M, 3H), 7,18-7,25 (M,

VICXOOHE MaTepuali: -
(BpoMmMe THIT) beHMIT) CyJIbQOHMIT) MOP

dosmH

4H), 6,53 (c, 1H), 5,17 (c,

2H), 4,05 (c, 4H), 3,76
(ymmup. m, 6H), 3,01 (ymup.
c, 4H). XXMC: m/z 483,14
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(M+H) *

Ycnoeua: 80°C.

H-AMP (Xsopodopm-d) &:

7,77 (m, 2H), 7,71 (c, 1H),
Q \Q\/ 7,56 (m, 2H), 7,29-7,38 (M,

N \E“j\/@ 4H), 6,67 (c, 1H), 5,10 (c,
JicxonHsl MaTepuai: 1-( ( 2H), 4,47-4,68 (m, 4H),
(6poMMeTIIT) PeHMIT) CYITb QOHMIT) AT 4,18 (vanp. ¢, 2H), 2,95-
P~ 3,03 (M, 4H), 1,65 (M, 4H),

1,44 (yump. nm, 2H). XXMC:
m/z 481,4 (M+H)*
Yenoeusa: 80°C.
0, H-AMP (Xsiopodopm-d) S:
\N'\éi@\/o 2 CQ 7,85-7,88 (M, 2H), 7,63-
A \@\/N 7,65 (M, 1H), 7,56-7,60 (u,

8 2H), 7,18-7,22 (M, 4H),
UcxonHent mMarTepuan: 4- 6,53 (c, 1H), 5,14 (c, 2H),
(OpormeTst) ~N- 4,71 (v, 1H), 4,04 (c, 4H),
MeTMIIOEH30JICY b GOHAMII 3,77 (¢, 2H), 2,66 (n, 3H).

AXMC: m/z 427,3 (M+H)®
Ycrnosusa: 80°C.
N’(ISLO o H-AMP (Xjopodopm-d) &:
EI \©\/Q 7,84-7,88 (M, 2H), 7,62-

9 \@/'@ 7,67 (m, 3H), 7,20-7,22 (M,
VicxonHent MaTepuast:l-((4- 4y, 6,54 (e, 1), 5,16 (c,
(BpoMMe TIIT) QeHMIT) CyJIbOOHMIT) aze 2H), 4,05 (c, 4H), 3,74-

e — 3,85 (M, 6H), 2,09 (M, 2H).
KXMC: m/z 453,4 (M+H)*
“4’0 Ycrnosusa: 80°C.
\@\/ ‘H-AMP (IIMCO-de) &: 8,27 (c,
\ﬁj\/@ 1H), 7,77-7,81 (M, 2H),

10 7,69 (m, 2H), 7,18-7,26 (M,
VicxonHeml MaTepmais: 4- 4H), 6,44 (c, 1H), 5,08 (c,
(6poMmeTiT) -N, N— 2H), 3,96 (c, 4H), 3,81 (c,
nOvMe TMII6eH30JICYJIboHaMmuI 2H), 2,61 (c, 6H). XXMC:

m/z 441,3 (M+H)".

Ycnoeus: 80°C.

‘H-SIMP  (Xsopodopm-d) &:

7,85-7,88 (m, 2H), 7,64 (c,
\L “’\Q\/ ﬂp 1H), 7,57 (m, 2H), 7,19-

n 7,22 (m, 4H), 6,53 (c, 1H),
CXONHEI MaTepuayi: 4- 5,08-5,15 (M, 3H), 4,04 (c,
(6pommeTn) -N- (2— 4H), 3,77 (c, 2H), 3,40 (m,
€ TOKCUDTIIT) BeH30JICYJIbOoHaMMI 2H), 3,26 (c, 3H), 3,07-

3,15 (M, 2H). XXMC: m/z
471,3 (M+H)*
Ycnoeus: 80°C.
‘H-SIMP (Xsopodopm-d) &:
HD\L g,o 7,80-7,83 (m, 2H), 7,64 (c,
b \O\/o $ 1H), 7,58-7,62 (v, 2H),

12 \foj\/@ 7,20-7,22 (m, 4H), 6,53 (c,
CXOHOHEDM MaTepuas: 4- T o, 14 (e, 28, 4,00 ey
(6pommeTnt) ~N- (2-TUIOPOKCUD TUII) — 4H), 3,74-3,75 (, SH),
N-Me TMIIOeH30JICY b QOHAMMAT 31973,20 0wy 3H), 2,85 (e

3H) . XXMC: m/z 371,3
(M+H) *
Yenosus: 80°C.
“40 H-AMP (Xjiopodopm-d) &:
\©\/ 7,93-7,96 (m, 2H), 7,61 (c,
13 \dj\/@ 1H), 7,58 (m, 2H), 7,21 (&m,
4H), 6,52 (c, 1H), 5,17 (c,
VICXONHBIA MaTepuai: 4— 2H), 4,76 (c, 2H), 4,04 (c,
(6pommeTI1) GeH30JICYJIbQOoHaMMUL 4H), 3,77 (c, 2H). XXMC:
m/z 413,3 (M+H) .
0. H-SIMP (XJopodopm-d) &:
OD/\N 7,96 (m, 2H), 7,61-7,66 (m,

» O‘SI'O/OJ % 3H), 6,97-7,17 (M, 4H),

/ 6,53 (c, 1H), 5,18 (c, 2H),
VicxonHelM MaTepuas: 4- 3,71 (¢, 2H), 3,55 (c, 2H),
MeTUJICY b oHMIOe H3MIGpoMIa 3,05 (¢, 3H), 2,80-2,97 (M,
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4H) . XXMC: m/z 426,4

(M+H) *.
H-AMP  (Xsiopopopm—d) &:
7,85-7,94 (m, 2H), 7,75
0, (ymmp. m, 1H), 7,60 (ymmp.
°\>ng_/0@_\~ n, 2H), 7,23 (ymmp. c, 4H),
—/__N/H % 6,55 (ymmp. m, 1H), 5,12
15 | HO (ymup. nm, 2H), 4,06 (ymmp.
VIcXOoOHBIM MaTepuan: 4- n, 4H), 3,81 (ymmp. m, 2H),
(6pommeTmiT) —N— (2— 3,60 (yuup. n, 2H), 3,38
TMOPOKCU3TII) OeH3oJCynbdoHammn | (ymmp. nm, 1H), 2,97-3,12
(M, 2H). XXMC: m/z 457,4
(M+H) *.
i} . ‘H-AMP  (Xsopodopm—d) &:
/\Q\/oh\/’p 7,96-8,00 (v, 1H), 7,88 (m,
\ N 2H), 7,71 (c, 1H), 7,19-
16 “ o 7,23 (M, 4H), 6,54 (c, 1H),
VicxopHENI MaTepuasi: 1l- 5,24 (c, 2H), 4,05 (c, 4H),
(Gpommeyt) ~2-xN0p-=4-= 3,79 (c, 2H), 3,07 (c, 3H).
(MeTMIICYJIbOHMIT) BEH30JT KXMC: m/z 446,4 (M+H)*.
H-AMP (Xsopodopm-d) &:
§° ki f ) 7,97 (M, 1H), 7,67 (c, 1H),
/\Q\f\@\/n 7,33-7,41 (M, 2H), 7,20-
1] F o 7,22 (v, 4H), 6,53 (c, 1H),
Vicxonuent mMaTepmai: 4- 5,18 (c, 2H), 4,05 (c, 4H),
(Oporners) ~2-¢Top-1- 3,78 (c, 2H), 3,22 (c, 3H).
(MeTMIICYJIE QOHMIT) OEH30J1 KQMC: m/z 430,4 (M+H) .
H-AMP (XJsiopodopm—d) &:
0*5/? o 7,97 (m, 1H), 7,87 (m, 2H),
/\Q\/O\@L 7,70 (c, 1H), 6,96-7,18 (m,
. ! o~ 4H), 6,55 (c, 1H), 5,24 (c,
VcxonHeli MaTepuas: 1- 2H), 3,72 (e, 2H), 3,57 (¢,
(6pomMmeTT) —2-xJI0P—4— 2H), 3,07 (e, 3H), 2,81-
(MeTMICYJbQOHMUIT) BEH30IT 3,06 (M, 4H).
KXMC: m/z 460,4 (M+H)".
f“";o H-AMP (Xsopodopm-d) &:
- o 8,25 (c, 1H), 8,10-8,20 (M,
\Q/"\EB\/@ 2H), 7,69 (c, 1H), 7,19-
19 o io N 7,22 (M, 4H), 6,55 (c, 1H),
JICXOOHEM MaTepuali: 4- 5,33 (¢, 2H), 4,05 (c, 4H),
(MeTUIICY b QOHMIT) —2— 3,79 (¢, 2H), 3,10 (c, 3H).
(TprdTOopMeTIIT) GeH3MICPOMUAIT KXMC: m/z 380,4 (M+H)".
YcyoBusa: 50°C.
o H-AMP (Xsiopodopm—d) &:
q‘s//i@-/ob\\ 7,80 (m, 2H), 7,63 (c, 1H),
/ofN\ o N. 7,58 (m, 2H), 7,18-7,24 (m,
2 % 4H), 6,53 (c, 1H), 5,14 (c,
2H), 4,04 (c, 4H), 3,77 (c,
VICXOIHEN MaTepuai: 4-— 2H), 3,55 (M, 2H), 3,32 (c,
(6poMmeTIIT) ~N- (2-MEeTOKCUSTIUIT) — 3H), 3,23 (M, 2H), 2,85 (c,
N-MeTU/I8eH30JICY b QOHAMIALL 3H). XXMC: m/z 485,6
(M+H) *.
YenoBusa: 50°C.
0, H-SIMP (Xsiopopopm-d) &:
o0 o@“\N 7,82 (m, 2H), 7,66 (c, 1H),
N,S"QJ % 7,57 (m, 2H), 7,17-7,23 (M,
21 HOI\—' 4H), 6,52 (c, 1H), 5,11 (c,
VIcXOOHENT MaTepuai: 4-— 2H), 4,03 (c, 4H), 3,77 (c,
(6pomme i) ~N-2TuiI-N- (2— 2H), 3,73 (M, 2H), 3,23-
TunpokcusTuil) 6eHsoncynsdoHammn | 3,31 (M, 4H), 1,13 (M, 3H).
KXMC: m/z 485,6 (M+H)*.
Yenoeusa: 50°C.
. Eg»" ‘H-SIMP (Xjopogpopm-d) &:
I \Q\/D i 8,00 (z, 2H), 7,72 (1, 2H),
9 \@\/,@ 7,68 (c, 1H), 7,18-7,24 (M,
JICXOnHEM MaTepuas: 1- 4H), 6,54 (¢, 1H), 6,05~
(Spormem) - 6,36 (M, 1H), 5,23 (c, 2H),
[ (mudTopMeTHIT) CyIbbOHMI ] BeH30 4,05 (e, 4H), 3,78 (¢, 2H).
XXMC: m/z 448,5 (M+H)*.
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Yenoeusa: 50°C.
o, H-AMP (Xsiopodopm-d) &:
o o‘t}j‘ 7,80 (n, 2H), 7,68 (c, 1H),
NF’{ ) % 7,62 (m, 2H), 7,17-7,24 (M,
23 = 4H), 6,52 (c, 1H), 5,13 (c,
VICXONHEM MaTepuas:4d— 2H), 4,04 (c, 4H), 3,77 (c,
(6pommeTnit) -N- (2-umano»mmi) -N- | 2H), 3,33 (M, 2H), 2,88 (c,
MeTUIIOeH30JICYIIbdoHaMI 3H), 2,67 (M, 2H). XXMC:
m/z 480,5 (M+H)".
Yenosus: 50°C.
‘H-AMP  (Xsiopodopm-d) &:
?\ Q )
\/s/ . 7,90-7,94 (M, 2H), 7,60-
i:\’ \ N 7,67 (m, 3H), 7,18-7,24 (m,
0
24 4H), 6,53 (c, 1H), 5,18 (c,
VICXOMHEI MaTepuain: 1-
2H), 4,04 (c, 4H), 3,77 (c,
(GpommeTir) —4—
2H), 3,12 (M, 2H), 1,28 (M,
(aTuicynbdoHmIT) 6eHs0
3H). XXMC: m/z 426,5
(M+H) *.
YenoBusa: 50°C.
o H-AMP (Xsiopodopm—-d) &:
¥
\rs\Q\/ o 7,87-7,92 (m, 2H), 7,60~
oﬁv@ 7,65 (m, 3H), 7,18-7,22 (u,
N
25 o 4H), 6,53 (c, 1H), 5,17 (c,
JICKOOHEA MaTepuas: 1-— 2H), 4,04 (c, 4H), 3,77 (c,
(6pommeTnt) —4- (nponan-2- 2H), 3,14-3,24 (M, 1H),
cybGoHMIT) GeH30T 1,30 (m, 6H).
KXMC: m/z 440,5 (M+H)'.
YenoBua: 50°C.
o, H-AMP  (Xsiopodopm-d) &:
/5’\©\/ o F 7,96 (m, 2H), 7,61-7,66 (M,
© £ 3H), 7,00 (M, 2H), 6,50 (c,
26 LI N
o 1H), 5,18 (c, 2H), 3,99 (c,
VIcXonHBEIM MaTepuasi: 4- 4H), 3,75 (c, 2H), 3,06 (c,
MeTUJIICYJIb QOHMIIOeH3 NI pOMIATL 3H). XXMC: m/z 448,4
(M+H) *.
Ycmosusa: 50°C.
‘H-AMP  (Xsopodopm—-d) &:
o
0 . 7,94-7,99 (M, 2H), 7,62-
-~ o
o. 7,66 (M, 3H), 7,17-7,26 (M,
27 | 1H), 6,87-7,01 (M, 2H),
o
. 6,52 (c, 1H), 5,18 (c, 2H),
VICXONHEIT MaTepuas: 4-
4,09 (m, 4H), 3,78 (c, 2H),
MeTUIICYJIb QOHMIB e H3MI0pOoMIAT
3,06 (c, 3H). XXMC: m/z
430,4 (M+H)".
Ycnosua: 50°C.
‘H-AMP (Xsopodopm-d) &:
1,0
\ONSiQ\/ o 7,91-7,95 (m, 2H), 7,60-
o\f‘j\/@ 7,65 (M, 3H), 7,19-7,23 (M,
N
28 o 4H), 6,53 (c, 1H), 5,18 (c,
JVICXOIHEA MaTepuaj: 1- 2H), 4,04 (c, 4H), 3,71-
(Gpommeryn) 4= ( (2= 3,79 (M, 4H), 3,39 (v, 2H),
METOKCUBTIII) CyJIbOOHMII) OEH30JI 3,24 (c, 3H). XXMC: m/z
456,5 (M+H)"*.
Ycnoeusa: 50°C.
‘H-AMP  (Xsopodopm—-d) &:
1.0 7,93 (m, 2H), 7,60-7,65 (™,
\0/\,5 o F
\Q\,o 3H), 7,10-7,17 (m, 1H),
ﬁ\/n 6,87-6,94 (m, 2H), 6,52 (c,
29 o
VICXOIHEIL MaTepuaa: 1-— 1H), 5,18 (c, 2H), 4,01
(SpommeTin) —4— ( (2- (ymmp. m, 4H), 3,72-3,78
MeTOKCU3TUII) CyJIbQOHMIT) GeH30 (s, 4H), 3,39 (4, 2H), 3,24
(c, 3H). XXMC: m/z 474,5
(M+H) *.
o Ycnoeusa: 50°C.
1.0
S5, ) *H-AMP (X710 - :
N podopm—-d) d:
Sg \1/0
o (] d 7,63 (c, 1H), 7,43 (m, 1H),
30 o 7,20-7,22 (m, 4H), 7,02 (m,
JICXOIHEIZ MaTepuai: 3— 1H), 6,48 (c, 1H), 4,05 (c,
(6pommeTmin) -1~ ( (5—-xJylopTHODEH— 4H), 3,98-4,01 (M, 2H),
3-uJ1) cysib QOHMIT) a3e TUAVH 3,97 (c, 2H), 3,81 (M, 2H),
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3,78 (c, 2H), 2,81-2,97 (M,
1H) . XXMC: m/z 493,4
(M+H) .

Ycnoeusa: IMCO, 80°C.
‘H-SIMP  (XsopodopM-d) &:
7,94-7,99 (M, 2H), 7,58 (c,
1H), 7,51 (m, 2H), 7,14-

* 7,23 (m, 4H), 6,51 (c, 1H),
VicxomHet MaTepuasi: 1-[4- 5,15 (c, 2H), 4,03 (c, 4H),
(6poMMe TIIT) beHNIT] 3TaHOH 3,75 (c, 2H), 2,61 (m, 3H).

KXMC: m/z 376,46 (M+H)".
Vcnoeus: 50°C.
H-AMP (Xsopodopm-d) &:
N 7,57 (c, 1H), 7,46-7,41 (v,
O)\Ov ° R 4H), 7,22-7,17 (M, 1H),
\Hj\/ 6,68 (m, J=7,4 T'u, 1H),

32 '0‘ N 6,92-6,88 M, 1H), 6,50 (c,
VICXOOHEI MaTepmain: 4- 1H), 5,11 (c, 2H), 4,11-
(6poMmeTmit) -N, N— 4,05 (m, 4H), 3,76 (&,
IVIMe TUII0eH3aMI I J=0,52 I'u, 2H), 3,11 (c,

3H), 2,97 (c, 3H); XXMC:
m/z 423,1 (M+1)",
Venoeusa: 50°C.
H-AMP (XsopodopmM-d) &:
7,57 (¢, 1H), 7,51-7,48 (M,
H%@\/ o R 2H), 7,39-7,36 (m, 2H),
omN Q 7,27-7,17 (M, 1H), 6,98 (m,

33 o J=7,4 Tu,1H), 6,92-6,87 (M,
JicxonHEle MaTepualsl: 4-— 1H), 6,49 (c, 1H), 5,07 (c,
(Gpommeit) ~o, o= 2H), 4,11-4,05 (M, 4H),
IVMe TUIIGeH30JIMEe TAHOJT 3,76 (c, 2H), 1,70 (c, 1H),

1,54 (c, 6H); XXMC: m/z
410,1 (M+1)",
YcyioBusa: B u E (EtOH)
(}s”o F o ‘H-AMP (Xnopodopm-d) &:
\@/0 =~ 7,79 (m, 2 H), 7,70 (c, 1

24 m”@ H), 7,67 (M, 1 H), 7,21 (M,
VICXOOHENI MaTepuain: 1— 4 H), 6,53 (¢, 1 H), 523
(6poMmeTnt) —2-pTOop—4- (e, 2 H), 4,05 (c, 4 H),
(MeTuICysIEGOHNMIT) OEH30IT 3,78 (¢, 2 H), 3,07 (c, 3

H); XKXMC: m/z 430,2 (M+1)*,
‘H-SIMP (Xjopodopm-d) &:
o 7,63 (¢, 1 H), 7,21 (M, 4
oxo\/o o H), 6,50 (c, 1 H), 4,05 (c,
\@v"@ 4 H), 3,80 (z, 2 H), 3,78

35 (c, 2 H), 3,11 (M, 2 H),
VIcxXOnHENT MaTepual: 4- 3,02 (M, 2 H), 2,31 (M, 2
(6poMMeTmI) TeTparuapo-2H- H), 2,12 (M, 1 H), 1,97 (M,
TuomupaH 1, 1-mmokcun 2 H); KXMC: m/z 390, 3

(M+1) 7,

H-AMP (Xjopodopm—d) &:

7,60 (¢, 1 H), 7,21 (M, 4
Foﬁs? H), 6,49 (c, 1 H), 4,94 (v,
g \O\/O £ 2 H), 4,87 (v, 2 H), 4,42

16 \Q\/Nﬁ (rr, 1 H), 4,04 (c, 4 H),
VcxonHelt MaTepuasn: 4- 3,88 (vump. m, 2 H), 3,77
(6pommeTwit) —1- (OKCeTan-3- (¢, 2 H)y 3,74 (m, 2 H),
MIICYJIb QOHMIT) MUIIEPUAVH 2,82 (rm, 2 H), 2,00 (M, 3

H), 1,38 (ymup. nm, 2 H);
KXMC: m/z 461,3 (M+1)*,
Ycnosusi: IMCO, C m A
P (EtOH) . 'H-AMP (Xsopodopm—
j\@\/ o Pk d) 8: 7,96 (m, 2H), 7,64
. O\@\/@ (7, 2H), 7,63 (c, 1H), 7,21

VicxonHeli MaTepuas: 4-—

MeTUIICYJIbE QOHMIIOeH3UIIOpOMML

(m, 1H), 7,10-7,06 (M, 2H),
6,52 (c, 1H), 5,18 (c, 2H),
4,05 (c, 2H), 4,03 (c, 2H),
3,77 (c, 2H), 3,06 (c, 3H);
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KKMC: m/z 496,4 (M+1)",

38

McxonHell MaTepuasn: 1-

(6pomme 1) —4-HUTPOOEH30J

Vcnosus: 60°C, C.

‘H-sMP (Xnopodopm-d) &:

8,21-8,27 (m, 2H), 7,65 (c,
1H), 7,61 (M, 2H), 7,17-

7,24 (m, 4H), 6,53 (c, 1H),
5,21 (¢, 2H), 4H) ,
3,77 (c, 2H).
379,5 (M+H)".

4,04 (¢,
XXMC: m/z

39

SO o

VcxonHew MaTepual: 4-6pom—1-
(4- (6pommeTnt) penmir) —1H-

nMpasoJr

‘H-sMP (Xnopodopm-d) &:
7,94 (m, 1H),
3H), 7,59 (c,
7,54 (M, 2H),
4H), 6,51 (c, 1H), 5,12 (c,
2H), 4,03 (c, 4H), 3,75 (c,
2H) . XXMC: m/z 478,9
(M+H) ",

7,62-7,68 (™,
1H), 7,48~
7,15-7,25 (™,

40

0,
N
EE

sTuia-1-(4-

N OO
o\o(@

VICXONHBIA MaTepual:
(6pommeTt) derni) —~1H-nupasomn—

4-rapbokrcuiaT

*H-SAMP (Xnopodopm—-d) &:
8,41 (¢, 1H), 8,10 (c,
7,68-7,77 (M, 2H),
1H), 7,49-7,57 (M,
7,15-7,24 (M, 4H),
1H), 5,14 (c, 2H),
(ke, 2H), 4,03 (c, 4H),
3,76 (c, 2H), 1,38 (r,
KXMC: m/z 472,6 (M+H)".

1H),
7,60 (c,
2H),
6,51 (c,
4,34

3H) .

41

VIcXOnHEM MaTepuas: 4-

(BpoMMe TIIT) BEHBOHUTPUIL

Ycnoeua: MeOH:Boma, NaOH,
HarpeBaHue C OOpaTHBEM
B wu E. ‘H-
(Xjmopopopm-d) &: 7, 65—
7,70 (m, 2 H), 7,63 (c, 1
H), 7,52-7,56 (M, 2 H),

7,09-7,18 (M, 3 H), 6,96-
7,02 (M, 1 H), 6,53 (c, 1

H), 5,14 (c, 2 H),

XOJIOOMJIL HUKOM,

SMP

3,71 (c,

2 H), 3,54-3,56 (M,
2,89-2,96 (M, 2,80-
2,86 (m, 2 H), 1,57 (¢, 3
H); XXMC: m/z 373,4 (M+H)'.

2 H),
2 H),

42

o,
0
o aad
VICXOOHENT MaTepuas: 1-

(6poMmmeTHIT) —4-Me TUIIOEH30JI

Yciaosua: THF, HarpeBaHue C

oOpaTHEM XOJIOOMJIBHUKOM, B 1
A. ‘H-MP (]]MCO-d¢) &: 8,19
(c, 1 H), 7,30 (M, J=7,7
2 H), 7,20 (M, J=7,6
T, 2 H), 7,07-7,14 (M, 3
H), 6,98-7,07 (M,
6,40 (c, 1 H),
H), 3,60 (ymup. =,
2,66-2,87 (M,

Iy,

1 H),

4,89 (c, 2
4 H),
2,31
(c, 3 H); XXMC: m/z 362,4

4 H),

(M+H) *.

43

ojsl/\NOO
e}
o
HoN,
o

VicxonHenwt mMaTepuasn: 4—

(6poMmmeTnT) GeH3aMmn

Ycnosua: THF, HarpeBaHMe C
oBpaTHEM XOJIOOMJIBHMKOM, A.
H-AMP (Xsiopopopm—d) &:
7,82 (M, 2 H), 7,58 (c, 1
H), 7,49 (m, 2 H), 7,08-
7,17 (m, 3 H), 6,94-7,04
(M, 1 H), 6,52 (c, 1 H),
5,98-6,32 (M, 5,54-
5,86 (M, 1 H), 5,13 (c, 2
H), 3,70 (¢, 2 H), 3,53 (c,
2 H), 2,88-2,96 (M, 2 H),
2,77-2,87 (M,

m/z 391,3 (M+H)*.

1 H),

2 H); XXMC:

44

00
bt
OH
VicxonHelt MaTepuas: 4-
(6poMmeTIIT) —OX, Oi—

OVMe TUIIOeH30JIMe TaHOJT

Ycnosmua: THF, HarpeBaHMe C

OBpaTHBEM XOJIOOMJIBHMKOM, B 1
E.

H-SIMP (Xsopopopm-d) &:
7,56 (¢, 1 H), 7,47-7,51

(M, 2 H), 7,35-7,40 (M, 2
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H), 7,04-7,17 (M, 4 H),
6,99 (m, J=6,6 I'uy, 1 H),
6,50 (c, 1 H), 5,06 (c, 2
H), 3,69 (c, 2 H), 3,52 (c,
2 H), 2,87-2,97 (M, 2 H),
2,77-2,86 (M, 2 H); XKXMC:
m/z 406,4 (M+H)*.

45

O,
N
0
SO
NC’
VicxonHei MaTepuas: 4-

(6poMmeTIIT) GE@H3OHU TP

YcnoBua: THF, HarpeBaHMe C
oOpaTHBEM XOJIOOMJIBHMKOM. “H—
AMP  (Xsiopodopm—-d)
7,64-7,69 (M, 2 H), 7,63
(¢, 1 H), 7,52-7,56 (M, 2
H), 7,11-7,23 (M, 4 H),
6,52 (¢, 1 H), 5,14 (c, 2
H), 4,04 (c, 4 H), 3,77 (c,
2 H); XXMC: m/z 359,2
(M+H) *.

& u/mH

46

JL

VicxonHeii MaTepual: 1-(4-
(GpommeTit) enni) —2-

MeTUJINponaH—2-0oJ1

YcnoBua: THF, HarpeBaHMe C
OBPAaTHHM XOJOOMIIEHUKOM. “H—
SIMP  (Xmnopodopm-d) d: 7,58
(c, 1 H),
H), 7,20-7,25 (M,
7,07-7,17 (m, 3 H),
(m, J=6,6 'y, 1 H), 6,50
(¢, 1 H), 5,04 (c, 2 H),
3,69 (¢, 2 H), 3,53 (c, 2
H), 2,87- 2,96 (M, 2 H),
2,78- 2,86 (M, 2 H), 2,76
(c, 2 H), 1,39 (c, 1 H),
1,19-1,23 (M, 6 H); XXMC:
m/z 420,4 (M+H)".

7,31- 7,38 (M, 2
1 H),
6,99

47

BOag)
Nep

VicxonoHEM MaTepmaii: 2- (4—

Vcnosua: THF, HarpeBaHue C
OCpaTHEM XOJIOOMIIEHMUKOM, D.
‘H-SIMP  (Xjopodopm-d) &:

7,55 (¢, 1 H), 7,41-7,49

(GpoMme TIIT) beHMIT) Iponal—2-0J1

(m, 1 H), 7,33-7,40
H), 7,16-7,24 (M, 4 H),
6,49 (c, 1 H), 5,37
H), 5,05-5,12 (M, 3 H),
4,02 (c, 4 H), 3,74 (c, 2
H), 2,14 (¢, 3 H), 1,51-
1,68 (M, 2 H); XXMC: m/z
374,8 (M+H)'.

(M, 1

(c, 1

48

VcxonHeWt MaTepuai: 4-

(6poMmeTIIT) ~N-MeTUIGeH3aMuLL

Vcaosus: THF/DMF,
HarpeBaHue C OOpPaTHHEM
XOJIONMIIbEHMUKOM, C.
‘H-SIMP (XsiopodopM-d) &:
7,69-7,82 (M, 2 H), 7,57
(¢, 1 H), 7,41-7,52 (M, 2
H), 7,07-7,18 (M, 3 H),
6,93-7,02 (M, 1 H), 6,51
(¢, 1 H), 6,09-6,24 (m, 1
H), 5,12 (¢, 2 H), 3,70 (c,
2 H), 3,53 (¢, 2 H), 3,01
(n, J=4,9 'y, 3 H), 2,88-
2,96 (m, 2 H), 2,79-2,86
(M, 2 H); XXMC: m/z 405,4
(M+H) *.

49

VcxonHemt MaTepuai: 4-
(6poMMe TMIT) —X, O—

IuMe TUII6eH30JIMe TaHOJT

‘H-SIMP
(Xsopodopm-d) &: 7,56 (c, 1
H), 7,49 (M, J=8,4 Tu, 2
H), 7,37 (m, J=8,5 T'u, 2
H), 7,17-7,23 (M, 4 H),
6,49 (c, 1 H), 5,06 (c, 2
H), 4,02 (c, 4 H), 3,74 (c,
2 H), 1,57 (c, 6 H); XXMC:
m/z 392,5

Yenopua: 70°C.

(M+H) *.
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50

CN
VicxomHElt MaTepmai: 3-—

(6pomMmeTIT) B@H30HUTPUIT

Vcnoeusa: THF, HarpeBaHue C
OOpaTHBEM XOJOOMIBHUKOM, C.
‘H-AMP (Xsopodopm-d) &:
7,71-7,75 (m, 1 H), 7,66
7,70 (M, 1 H), 7,59-7,66
(M, 2 H), 7,46-7,53 (M, 1
H), 7,09-7,25 (M, 3 H),
6,96-7,05 (M, 1 H), 6,53
(¢, 1 H, 5,11 (¢, 2 H),
3,71 (¢, 2 H), 3,55 (¢, 2
H), 2,90-2,96 (M, 2 H),
2,79-2,87 (M, 2 H); XXMC:
m/z 373,5 (M+H)'.

51

VicXonHelt MaTepmai: 4-

(6pommeTnl) —3-pTOopBeH3aMUI

Ycnoeua: THF, HarpeBaHue C
obpaTHEM XOJIOOMJIBHUKOM, C,
E n B.

‘H-AMP (Xjopodopm—d) &:
7,70-7,75 (m, 1 H), 7,70
(c, 1 H), 7,47-7,52 (M, 1
H), 7,35-7,40 (M, 1 H),
7,09-7,18 (M, 3 H), 6,96-
7,03 (M, 1 H), 6,53 (c, 1
H), 5,20 (¢, 2 H), 3,71 (c,
2 H), 3,56 (¢, 2 H), 2,90~
2,96 (M, 2 H), 2,80-2,87
(M, 2 H); XXMC: m/z 391,3
(M+H) *.

52

XOQ,
A/@ﬁo 0 o~
OH
VicXonHelt MaTepmas: 4-
(6pomMmeTIIT) —O, X—

oMe THUIIOeH30JIMe TaHOJ

Ycnoeua: THF, HarpeBaHue C
obpaTHEM XOJIOOMIIBHUKOM, C.
‘H-AMP (Xsiopopopm-d) &:
7,56 (c, 1 H), 7,26-7,52
(M, 5 H), 6,86-6,93 (M, 1
H), 6,68-6,72 (M, 1 H),
6,63 (c, 1 H), 6,49 (c, 1
H), 5,04-5,14 (M, 2 H),

3,72-3,83 (M, 3 H), 3,57-
3,68 (M, 2 H), 3,51 (c, 2
H), 2,86-2,92 (M, 2 H),
2,73-2,84 (M, 2 H), 1,53-
1,59 (M, 6 H); XXMC: m/z
436,4 (M+H)*.

53

Ucxonuent maTepmai: 4-

(6poMMETIIT) GEH3OHNTPUIT

Vcynoeua: THF, HarpeBaHue c
oBpaTHEM XOJIOOUJIBHMKOM, C,
E, B u D. ‘H-fMP (IMCO-ds)
5: 8,25 (¢, 1 H), 7,89 (c,
1 H), 7,87 (¢, 1 H), 7,60-
7,64 (M, 2 H), 6,92-6,97
(M, 1 H), 6,66-6,71 (M, 2
H), 6,42 (c, 1 H), 5,07 (c,
2 H), 3,70 (c, 3 H), 3,57
(¢, 2 H), 3,55 (c, 2 H),
2,65-2,86 (M, 4 H); XXMC:
m/z 403,3 (M+H)"'.

54

BOASe

VicXonHelt MaTepuai: 4-

HO

(6pommeTIII) —Ot, X—

ovMe TUII6eH30JIMe TaHOJT

Yenoeus: 70°C. H-AMP
(Xnmopopopm-d) &: 7,55-7,61
(m, 1 H), 7,53 (¢, 1 H),
7,40-7,48 (M, 1 H), 7,23-
7,36 (M, 2 H), 7,08-7,17
(M, 3 H), 6,95-7,02 (M, 1
H), 6,50 (¢, 1 H), 5,07 (c,
2 H), 3,69 (c, 2 H), 3,52
(c, 2 H), 2,87-2,97 (M, 2
H), 2,76-2,87 (M, 2 H),
1,96 (c, 1 H), 1,55-1,59
(M, 6 H); XXMC: m/z 406,4
(M+H) *.

55

00
oo

Ycioeusa: 70°C, C, B u E.
‘H-AMP (Xsopodopm-d) &:

7,65 (c, 1 H), 7,52-7,65
(M, 3 H), 7,09-7,17 (M, 3

=75 -




039309

VcxonHeli MaTepuas: 4-

(6poMmeTnt) —3-pTopbeH3aMMI

H), 6,97-7,02 (M, 1 H),
6,53 (¢, 1 H), 5,83-6,28
(M, 1 H), 5,32-5,77 (M, 1
H), 5,18 (¢, 2 H), 3,71 (c,
2 H), 3,55 (¢, 2 H), 2,90~
2,97 (M, 2 H), 2,80-2,87

(M, 2 H); m/z 409,3 (M+H)*.

56

hegag

HN 7(@2

o
VicxonmHent MaTepmas: 4-

(6poMmeTn1) —3-pTopGeH3aMmI

Ycnosua: 70°C, C.
‘H-AMP (Xjopodopm-d) &:
7,65 (¢, 1 H), 7,61-7,64
7,54-7,61 (M, 2
4 H),
6,04

(m, 1 H),
H), 7,18-7,26 (m,
6,52 (c, 1 H),
c, 1 H), 560 (yump. ¢, 1

H), 5,20 (c, 2 H), 4,04 (c,
4 H), 3,77 (c, 2 H); XKXMC:
m/z 395,6 (M+H)".

(ymup .

57

Beaag

VIcXOnHEDM MaTepuan: 4-

(6poMmeTn1) BeH3aMuI

‘H-AMP (IMCO-dg) &:
1 H), 7,96-8,03 (M, 1 H),
7,85-7,94 (M, 2 H), 7,44~
7,54 (m, 2 H), 7,34-7,40
(m, 1 H), 7,17-7,27 (M, 4
H), 6,43 (c, 1 H), 5,02 (c,
2 H), 3,95 (¢, 4 H), 3,79
(c, 2 H); XXMC: m/z 377,6
(M+H) *.

8,23 (c,

58

VicxonHeli MaTepuali: l-Gpom—4-

(xJIOpMeTIMII) GeH30I

Ycnoeua: 70°C, B u E.
H-AMP (Xsiopodopm—-d) 5
7,56 (¢, 1 H), 7,47-7,52
(m, 2 H), 7,27-7,30 (M, 2
H), 7,16-7,24 (M, 4 H),
6,48-6,51 (M, 1 H), 5,04
(c, 2 H), 4,03 (c, 4 H),
3,74-3,76 (M, 2 H);
(M+H) *.

KXMC:
m/z 412,4

59

o
-
o N
OH
JVICXOIHEIZ MaTepuasi: 4-

(6bpoMmMe THII) —Ot, O—

IOVMe TMJIOeH30JIME TaHOJI

‘H-AMP
(Xnopogopm-d) &: 7,54 (c, 1
H), 7,46-7,52 (M, 2 H),
7,35-7,40 (M, 2 H), 7,03-
7,18 (M, 4 H), 6,54 (c, 1
H), 5,06 (c, 2 H), 3,83
3,89 (M, 1 H), 3,57 (c, 2
H), 3,09-3,18 (M, 1 H),
2,84-2,96 (M, 1 H), 2,70-
2,83 (M, 2 H), 1,71 (c, 1
H), 1,58 (c, 6 H), 1,35-
1,40 (M, 3 H);
420,5 (M+H)".

Ycnoeusa: 70°C, E.

XXMC: m/z

60

VIcXomHED MaTepuas: 4-
(6poMMeTn1) 6eH30MHaa KUCIIOTa,

CJIOXHEII MeTMJIOBEI 30uUp

Venosusa: 70°C, D. ‘H-SMP

(IIMCO-d¢) o: 8,24 (c, 1 H),
7,98-8,02 (M, 2 H), 7,55-
7,59 (M, 2 H), 7,16-7,26
(m, 4 H), 6,43 (c, 1 H),
5,06 (¢, 2 H), 3,95 (c, 3
H), 3,89 (¢, 1 H), 3,86 (c,
3 H), 3,77-3,83 (M, 2 H);
KXMC: m/z 392,3 (M+H)*.

61

VIcXOonmHED MaTepuas: 4-
(6pommeTnt) —3-pTOop—-N, N—

ovMe TuI0eH3aMu

Vcnosusa: 70°C, D. H-SMP
(Xjmopogpopm-d) &: 7,65 (c, 1
H), 7,54-7,59 (M, 1 H),
7,21-7,23 (m, 4 H), 7,19-
7,21 (M, 1 H), 7,14-7,17
(M, 1 H), 6,53 (¢, 1 H),
5,15 (¢, 2 H), 4,10 (c, 4
H), 3,82 (¢, 2 H), 3,11
(ymp. ¢, 3 H), 2,98 (ymmp.
c, 3 H); XXMC: m/z 423,4
(M+H) *.
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62

VICXOnHEN MaTepuas: 4-

(BpommeTiit) ~-N-MeTuyI0eH3aMu

Ycnosua: 85°C, C.

‘H-AMP (IMCO-dg) &: 8,37-
8,51 (M, 1 H), 8,23 (c, 1
H), 7,82-7,88 (M, 2 H),
7,46-7,52 (M, 2 H), 7,16-
7,27 (M, 4 H), 6,42 (c, 1
H), 5,01 (¢, 2 H), 3,95 (c,
4 H), 3,79 (¢, 2 H), 2,73-
2,89 (M, 3 H); XXMC: m/z

391,4 (M+H)*.

63

VicxomHBIM MaTepmasn: 1-
(SpommeTr) —4—

(MeTmnICynbQoHUIT) BEeH30IT

Ycnosua: 85°C, C.

‘H-AMP (IMCO-de) &: 8,32 (c,
1 H), 8,00-8,10 (M, 2 H)
7,71-7,81 (M, 2 H), 7,27~
7,35 (M, 1 H), 7,12-7,20
(M, 1 H), 7,03-7,11 (M, 1
H), 6,49 (¢, 1 H), 5,15 (c,
2 H), 3,99 (ymmp. nm, J=13,3
Tu, 4 H), 3,85 (c, 2 H),
3,26-3,31 (M, 3 H); XKXMC:
m/z 430,3 (M+H)".

64

Cl
VIcXOomHBIM MaTepmasn: 1-
(6pommeTt) —4—

(MeTUICYJILEQOHUIT) BEeH30II

YcnoBua: 80°C, A.

‘H-AMP (IMCO-dg) &: 8,26 (c,
1 H), 7,92-8,00 (M, 2 H),
7,65-7,73 (M, 2 H), 7,33
(¢, 1 H, 7,26 (c, 2 H),
6,43 (c, 1 H), 5,09 (c, 2
H), 3,94 (ymmp. m, J=6,9
T'u, 4 H), 3,79 (¢, 2 H),
3,22 (c, 3 H); KXMC: m/z
446,3 (M+H)*.

65

be o

VICXOOHE MaTepna:

Venosua: 65°C, C. 'H-SAMP
(OMCO-dg) &: 8,12 (c, 1 H),
7,18-7,26 (M, 4 H), 6,37
(¢, 1 H), 3,95 (¢, 4 H),

(GpOMMeTIII) UIMKJIOTEKCaH

3,78 (c, 2 H), 3,57-3,67
(M, 2 H), 1,61-1,81
H), 1,12-1,29 (m, 3 H),
0,94-1,07 (M, 2 H); XXMC:
m/z 340,7

(M, 6

0,
Pasaacs

3

YcnoBusa: 80°C, D.

‘H-AMP (IOMCO-dg¢) O: 8,26 (c,
1 H), 7,94-7,98 (M, 2 H),
7,67-7,71 (m, 2 H), 6,82

66 | © (c, 2 H), 6,42 (c, 1 H),
VICXONHEDT MaTepmas: 1-
5,97 (¢, 2 H), 5,09 (c, 2
(6pommeTy) —4-
H), 3,85 (c, 4 H), 3,76 (c,
O
(MeTMIICYJIEQOHMIT) BEeH30JT 2 H), 3,22-3,24 (m, 3 H);
KXMC: m/z 456,3 (M+H)*.
Ycnoeua: 140°C, D.
‘H-AMP (IMCO-d¢) &: 8,14-
8,15 (m, 1 H), 7,18-7,26
o
Ij/\"‘;\@ (M, 4 H), 6,38 (c, 1H),
e}
O/\" 3,95 (c, 4 H), 3,83-3,89
67 | ©
9
JVIcXonHEDM MaTepmain: 2H-4- (M, 2 H), 3,78 (c, 2 H),
3,66-3,70 (M, 2 H), 3,28-
(6pOMMEe TIIT) TETPaTMAPONMPaH
3,36 (M, 3 H), 1,60-1,68
(M, 2 H), 1,22-1,33 (M, 2
H); XKXMC: m/z 342,7
YcnoBua: E u A.
o o ‘H-SIMP (IIMCO-d¢) &: 8,27 (c,
1H), 8,15 (¢, 1 H), 8,10~
o <:Ii:]\ 8,14 (M, 1 H), 7,93-7,99
—S5, N, -
s N (M, 2 H), 7,68-7,75 (M, 2
68 5

JMlcXOonmHENI MaTepuall: 1-
(6pommeTI) —4—

(MeTmIICYJ1E QOHMIT) 6eH30JT

H), 7,51-7,55 (M, 1 H),
6,46 (c, 1 H), 5,10 (c, 2
H), 4,07 (c, 4 H), 3,84 (c,
2 H), 3,23 (c, 3 H); XXMC:
m/z 457,5
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Venoeua: 80°C, D.
“H-sMP (OMCO-d¢) &: 8,22 (c,
1H), 815 (¢, 1 H), 8,05

e 3 LYy
0, o \/\‘}/J , 1 H), 7,31-7,33 (4, 4
‘?.—NH Q\/ ﬁ\)‘ (c ) (M

o

H), 7,19-7,26 (M, 4 H),
69

VCXOOHEM MaTepuali: N—(2-(4— 6,40 (c, 1 H), 4,89 (c, 2
(Bpomme TmIT) beHKII) npornal—2— H), 3,95 (c, 4 H), 3,78
W) alleTaMmy 3,80 (M, 2 H), 1,82 (¢, 2

H), 1,53 (c, 6 H); KXMC:
m/z 433,5 (M+H)"'.

Venoeua: IMCO, 80°C, B.
“H-sMP (Xmopodpopm—d) &:
o 7,60 (c, 1H), 7,50 (m, 1H),
a2 (,A@_ﬂ 7,46 (c, 1H), 7,31 (m, 1H),
4
“s/—M/:;\)——/ G N—y 6,49 (c, 1H), 4,84-4,96 (m,
&
69 Y \l " 4H), 4,42 (M, 1H), 4,09 (c,
a ’ 4H), 3,88 (ymmp. @m, 2H),
McXOIOHEIT MaTepuanl: 4-
3,79 (¢, 2H), 3,74 (m, 2H),

(6pommeTnyt) —1- (oxceTaH—3—
2,82 (M, 2H), 2,00-2,09 (M,

MIICYJIBQOHMIT) MUNIEePUIONH
1H), 1,97 (ymmp. m, 2H),

1,32-1,44 (m, 2H)
HXMC: m/z 529,2 (M+H) .

Ipumep 2. N-((4-(((6-(M3omHmONMMH-2-naMeTHN )-4-0kco-4H-mupan-3-un)okcu)MeTrin)eHn ) cynbdo-
Hu1)-N-mMetunanetamun (coequaenue 70)

Q g T 2
o HO. v i ; NN 0
’\Maéi%\ \g\i&% NP NN ‘QXL? B O,ﬁl\_ (N ,ﬁ\_,o : ‘1
JR—— . i
; “dm«ﬁf N, O’H o
- Yy &

K pacrtBopy 5-runpoxcu-2-(n3ouHnonaus-2-unmetwn)-4H-nupan-4-ona (0,36 r, 1,5 mmons) B DMF (5 mi)
nobaBisiin 4-Metwicynbpormtoensmiopomus (0,40 r, 1,5 mmons) u K,CO; (0,41 1, 2,9 MMmons). Peakimonnyro
cmech HarpeBain npu 60°C B teuenne 1 4. Cmech oxnaxnanm 1o KT, nobasismu Boxy (10 Mir) ¥ mpoIyKT 3KCT-
parupoBasii EtOAc. O0be TMHEHHBIE YKCTPAKTHI MPOMBIBAIHN BOIOH, cymmimy Na,SOy4, GuiIbTpoBamu 1 BhIIAPH-
Bamu ¢ mnomydenuem 0,14 r  4-(((6-(m3oMHAOIMH-2-HIMETHI)-4-0Kc0-4H-paH-3-min)okcu)MeTn )-N-
METHIOEH30JICYTb(OHAMHUIA.

K pactBopy 4-(((6-(n30mHmOMHH-2-HAMETHI)-4-0Kkc0-4H-tnpan-3-wmn)okcr)Me T )-N-Me THIOSH30JICYJTh-
dhonamuma (0,02 r, 0,05 mmoiie) B DCM (20 M) mo6asnsiu ykcycHbi anruapun (0,24 , 2,4 MMOJIb) U XJIOPH]T
nuHKa (6,1 mr, 0,05 MmMoie). Peakimmonnyio cmech HarpeBasd ipu 60°C B Teuenue 0,5 4. JloGasmsuu Bony (5
MJI), IPOAYKT 3KcTparupoBain DCM. OObeTMHEHHbIE SKCTPAKTHI IPOMBIBAIN BOAOH, cymmin Na,SO,, Gpuibt-
pOBaJIN M BBHITAPUBAIH C TOJyYEHHEM HEOUYHMIIEHHOTO MPOJYKTa, KOTOPBIH OYMINAIN KOJIOHOYHOH XpoMaTorpa-
¢ueirt ¢ momyuenuem 0,002 r N-((4-(((6-(n3omHIONMH-2-HIMETHI)-4-0Kc0-4H-ntpan-3-wmi)okcn)meTi ) de-
arm)cynbdonmt)-N-metrnaneramuna. ' H-SIMP (Xmopodopm-d) 8: 7,88-7,92 (v, 2H), 7,66 (¢, 1H), 7,63 (1, 2H),
7,20-7,23 (M, 4H), 6,54 (c, 1H), 5,17 (¢, 2H), 4,05 (c, 4H), 3,78 (c, 2H), 3,30 (c, 3H), 2,39 (c, 3H). XKXMC: m/z
469,5 (M+H)".

[Mpumep 3. 5-((4-(HuxnoOyrancyabGoHUMHII0NT)OSH3MIT) OKCH)-2~(M30MH 0N H-2-mMe T )-4H-niupan-4-
oH (coenuuenue 71)

(o]
1% HO, I
SN (] 557 o
7 [ oy T {7 @,@ﬁ
N |
a [ e
8| 9
\ 7 ¢ 7
SN
;K ﬁ

K pactBopy S-ruapoxcu-2-(uzonHnoiauH-2-mimern)-4H-nupan-4-ona (0,11 r, 0,46 mmons) B IMCO (4
Mi1) go6aBmsu 1-(xmopmern)-4-(nukinooyrancynshporunmunomn)oenson (0,14 T, 0,55 mmons) u K,CO; (0,14 1,
1,0 mmoub). Peaknmonnyro cMech HarpeBanu npu 80°C B Teuenue 2 4. Cmech oxnaxaamu no KT, no6apnsium
Boxay (10 mi) m mponykr skcrparupoBan EtOAc. OObenMHEHHbIE SKCTPAKThl MPOMBIBAIM BOAOH, CYLIHMIH
Na,SO,, ¢unpTpoBany 1 BeInapuBaid. HeounIeHHBIH MPOAYKT OYMINAIN KOJIOHOYHOH XpoMarorpaduei ¢ mo-
nyderaueM 0,02 r 5-((4-(uukno0yTaHCyIb(GOHUMHUTOMIT ) OSH3HIT)OKCH )-2-(M30MHI0IHH-2-IaMe T )-4H-mupan-4-
ona. 'H-SIMP (Xnopodopm-d) 8: 7,94 (z, 2H), 7,64 (c, 1H), 7,59 (1, 2H), 7,18-7,24 (m, 4H), 6,54 (c, 1H), 5,14
(c, 2H), 4,07 (c, 4H), 3,87-3,95 (m, 1H), 3,80 (c, 2H), 2,58-2,68 (M, 1H), 2,39-2,51 (m, 1H), 2,21-2,33 (M, 1H),
1,89-2, 07 (m, 3H).
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Crnenyromue coeIUHEHNs OTy4aal B COOTBETCTBUM C METOAUKOM, ONMUCAaHHOM i coeauHeHus 71 npu-
Mepa 3, UCTIOJNB3Ys B KaUeCTBE UCXOIHBIX COSAMHEHUH S-THAPOKCU-2-(M30MHI0NMNH-2-niMeTn)-4H-niupan-4-on
nu S-runpokcu-2-((3,4-nuruapomsoxuHonud-2(1H)-wr)meTmn)-4H-mupan-4-0oH Wik €ro MpOU3BOIHOE U JpPY-
ToM MOIXOIAIUNA UCXOMHBIN MaTepual. XapakTepHU3yIollue JaHHbIe, UCXOJHBIH MaTepHal U BO3MOXHBIE OT-
KJIOHEHHS B YCIOBHUSX PEAKIMH (PaCTBOPHUTEINb, TEMIIEPATypa PEaKLUH, BpeMs peakLiH, CII0cOd OUYHCTKH), ECIIH
TaKOBBIC HMEIOTCS, YKa3aHbI B TAOIHUIIE.
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Hcnons30BaHHBIE CIIOCOOBI OUMCTKU:

A=Kpucramnmszauus;

B=Kononounas xpomarorpadus;
C=0OcaxeHue B BOJIHOU cpeze;
D=Ilonynpenaparusras BOXX;

E=TputypupoBanue;
F=06pazoBanue comnu;

G=be3 TONOIHNATENLHON OYNCTKH.

AnbTepHaTuBHBIE criocoObl monmydenus: NaOH/KOH B MeOH/EtOH, NaH B DMF, K,CO; B THF/1,4-
JIHOKCaHE.

OTKJIOHEHU S yCJ‘[OBMIX pearumn

e CTPYKTYPa ¥ MCXOIHENI MaTepral /

H-AMP (400 MI'm) /%XMC
Vcnoeua: DMF, 50°C.
E IH-AMP (Xjiopodopm-d) &:
o o wb"\w 7,89-7,94 (M, 2H), 7,60-
N /“W>“J S
7 o 7,65 (M, 3H), 7,19-7,23 (M,

72 <§ 4H), 6,53 (c, 1H), 5,17 (c,
VcXonuElf MaTepran:1l— 2H), 4,04 (c, 4H), 3,77 (c,
(xJT0pMeTuI) —4— 2H), 2,46 (M, 1H), 1,32-
(LIMKIIOTIPOTIMIICY b DOHMIT) BeHS0T 1,41 (m, 2H), 1,00-1,09 (M,

2H) . KXMC: m/z 438,5
(M+H) '.
Vcagoeua: DMF, 50°C.
o IH-AMP (Xmopodopm—d) 3:
;t\m 7,90-7,95 (m, 2H), 7,61-
o /
ﬂ\\q,,‘:&ﬂ,/ Nd " 7,64 (M, 3H), 7,19-7,23 (M,
\)r,/ N i 3m), 7,19-7,23 (M, 1H),
73| s
6,53 (c, 1H), 5,18 (c, 2H),
MIcxXOOHEN MaTepmal: 1-
4,04 (c, 4H), 3,77 (c, 2H),
(xJyiopMeTIT) —4—
2,99 (m, 2H), 2,23 (mM,
(1300yTHUIICYJIEQOHWIT) BEH30
1H), 1,06 (m, 6H). XXMC:
m/z 434,5 (M+H)*.
Vemnosma: IMCO, 80°C, B.
Oy FF
SN O “H-AMP (Xjopodopm-d) &:
HN,SJ::]/\ F 7,57-7,69 (M, 6H), 7,49 (nm,

74 ! 1H), 7,46 (c, 1H), 7,31 (m,
VcxXoOHEM MaTepuas: (4— 1H), 6,51 (c, 1H), 5,14 (c,
(x1opMe TIIl) deHns) (MeTwr) —Ad- 2H), 4,08 (c, 4H), 3,78 (c,
CYIILQAHUMAE 2H), 2,73 (c, 3H)

Veiaorus: 50°C, C.

-H-sMP  (Xjopodopm—d) &:
8,75-8,74 (M, 1H), 8,04-
8,01 (m, 1H), 7,71 (m,

75 J=7,9 T'u, 1H), 7,10 (c,
VICXOOHEIT MaTepuas: 5— 1H), 7,24-7,19 (v, 4H),
(xTOPMETIIT) ~2- 6,54 (c, 1H), 5,22 (c, 2H),
(TPUOTOPME TIIT) MUPUIMH 4,05 (c, 4H), 3,79 (c, 2H);

KXMC: m/z 404,4 (M+2)~.
Yenosmsa: 50°C.
-H-sIMP  (Xyopodopm—d) &
O 5
] i e 8,14 (m, 1H), 7,81-7,56 (M,
Ny A O e
[ T W 4 2H), 7,60 (c, 1H), 7,23-
! P

76 \t(*\/N\,

7,19 (M, 4H), 6,80-6,75 (M,
JICXOOHHIN MaTepuas: 5-—

1H), 6,50 (c, 1H), 5,02 (c,
(xJI0pMeTIII) —2-Me TOK CUIUPUIVIH

2H), 4,03 (¢, 4H), 3,94 (c,

3H), 3,75 (c, 2H); XXMC
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m/z 365,3 (M+1)*,
Vecinoeusa: 50°C, E (Et;0).
‘H-sIMP (MeTaHoy-d,) &: 8,11
[e] (¢, 1 H), 7,57 (&, 2 H),
\TJ\QVO o 7,46 (m, 2 H), 7,23 (M, 4
m»ﬁ H), 6,60 (c, 1 H), 510 (c,
77 o N 2 H), 4,22 (m, 1 H), 4,06
VicxonHent MaTepmas:4-— (M, 2 H), 3,79 (mm, 1 H),
(xyopmeTt) -N, N— 3,69 (m, 1 H), 3,11 (c, 3
IvMe TUIIGeH3aMII H), 3,00 (c, 3 H), 1,44 (m,
3 H); XXMC: m/z 419,4
(M+1)*,
VenoBus: 60°C, C u E
(Et20) .
H-AMP (Xsopodopm-d) &:
7,60 (c, 1H), 7,37-7,42 (M,
1H), 7,16-7,25 (M, 2H),
78 7,08-7,16 (m, 3H), 6,97-
VIcXOnHENI MaTepmai:4-— 7,02 (M, 1H), 6,47-6,57 (M,
(xy10pMeTIIT) —2-dTOP—N-— 1H), 5,09 (c, 2H), 3,71 (c,
MeTMI0eH3aM1I 2H), 3,55 (c, 2H), 3,13 (c,
3H), 2,90-2,97 (M, SH),
2,81-2,86 (M, 2H); XXMC:
m/z 437,3 (M+1)*,
Vcnoeua: 60°C, C u E
(Et,0) .
o F ‘H-SIMP (XJyiopodpopm-d) &:

N [}

HJ\©\/° 8,11 (M, 1 H), 7,61 (m, 1

79 m@ H), 7,26 (M, 2 H), 7,21 (M,
JMCXOmHEI MaTepuasn: 4- 4 H), 6,72 (yump. n, 1 H),
(x510pMeTIIT) —2—dTOp—N— 6,52 (¢, 1 H), 512 (¢, 2
MeTHIIGeH3aMIAT H), 4,04 (c, 4 H), 3,76 (c,

2 H), 3,04 (mm, 3 H); XXMC:
m/z 409,3 (M+1)*,
Vecnosus: 60°C, C.
H-AMP (Xsopodopm-d) 3:
o F 8,11 (m, 1 H), 7,61 (c, 1
\”)‘k@\/o o ’ H), 7,26 (M, 2 H), 7,13 (M,
O N@ 3 H), 6,99 (mm, 1 H), 6,72

80 o (ymup. m, 1 H), 6,53 (c, 1
UcxonHei mMaTepmal: 4- H), 5,12 (c, 2 H), 3,71 (c,
(xyopMeTI) —2-@TOP—-N-— 2 H), 3,54 (c, 2 H), 3,04
MeTmI0eH3aMIL (xm, 3 H), 2,93 (M, 2 H),

2,83 (M, 2 H); XXMC: m/z
423,3 (M+1)*,
YcmoBusa: 60°C.
/il’ o H-AMP (Xsiopodopm—-d) &:
\©\/° 7,66 (m, 2 H), 7,60 (M, 3

o \dj\/,@ H), 7,21 (M, 4 H), 6,52 (c,
VicxonHeM MaTepua:l- 1H), 514 (¢, 2 H), 4,04
(xyopMeTII) —4- (¢, 4 H), 3,77 (¢, 2 H),
(MeTmIICYJIb VHWIT) GeH30JT 2,73 (c, 3 H); XXMC: m/z

396,3 (M+1)*,
YesoBus: 60°C.
s ‘H-AMP (Xsopodopm—-d) &:
\O\/O bt 7,55 (c, 1 H), 7,26 (M, 4

a2 \f:)\/'@ H), 7,20 (M, 4 H), 6,49 (c,
VICXOOHEIM MaTepual: M- L5, 04 (e, 2, 4,03
(MeTMIITHO ) GEHBMIIKIIOPUI (e & Hly 3,74 e 2 8

2,48 (c, 3 H); KXMC: m/z
380,3 (M+1)*.
YenoBusa: 50°C.
° ‘H-AMP (Xjopopopm-d) &:
\T)KQV o F 7,56 (c, 1 H), 7,43 (v, 4
o m@—‘ H), 7,00 (v, 2 H), 6,48 (c,
o 1 H), 511 (c, 2 H), 3,98
UcxonHei MaTepuali: 4-GpoM— (c, 4 H), 3,74 (c, 2 H),
N, N-mume Tmi6eH3aMin 3,11 (¢, 3 H), 2,97 (c, 3

H); XXMC: m/z 441,4 (M+1)",
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Yecnoeua: 60°C.

‘H-SMP (Xsopodopm-d) O:

\s//O °
/§NJ\©\/ o 8,12 (m, 2 H), 7,54 (c, 1
0\@\)@ H, 7,44 (2, 2 H), 7,22 (4,

83 4 H), 6,51 (c, 1 H), 5,14
VcxonHeWt MaTepuai: 4- (¢, 2 H), 4,10 (yuup. c, 4
(xyopMeTn1) —N- (AMMe TMIIOKCUAO— H), 3,79 (¢, 2 H), 3,39 (c,
A-cynbdanummneH) GeHsaMun 6 H); XMC: m/z 453,2

(M+1) ",
Ycnoeua: 60°C, B u E
(EtOH) .
o0 “H-AMP (Xjopodopm-d) &:
/\\N)n o F 8,12 (M, 2 H), 7,53 (c, 1
om@ H), 7,44 (v, 2 H), 7,13

84 o (mm, 1 H), 6,90 (M, 2 H),
VicxonmHemt MaTepuai: 4- 6,49 (c, 1 H), 5,15 (c, 2
(xy10pMeTuII1) —N- (IMMe TUIIOKCUOO— H), 4,00 (c, 2 H), 3,97 (c,
Al-cynbdanmmneH) GeHsamMmun 2 H), 3,73 (M, 2 H), 3,39

(c, 6 H); XXMC: m/z 471,3
(M+1) ",
'I?H Ycnosua: 60°C, C.
/SO\/ o H-AMP (Xsopodopm-d) &:
om'@ 7,66 (M, 2 H), 7,60 (M, 3
0 H), 7,21 (M, 4 H), 6,52 (c,

85 |MUcxonmHet maTepuas: 4-meTwsi-N- (1 H), 5,14 (c, 2 H), 4,04
[ (S) —MeTns (4-xyI0pMe THUIIQEHMIT) — (c, 4 H), 3,77 (c, 2 H),
Al 2,73 (c, 3 H), 1,66 (c,
cynbdaHmmner] eHsoscynbdonaM | 1H) ; XXMC: m/z 396, 4
un (M+2) .

Hn\‘g’ Yenoena: 60°C, C.
/\©\,0 2 ‘H-SMP (Xsopodopm-d) O:
\(‘j\/@ 8,02 (M, 2 H), 7,62 (M, 3

86 - H), 7,21 (m, 4 H), 6,52 (c,

VicxonmHent MaTepual: 1-
(xmopMeTyT) 4 (S— 1 H), 517 (¢, 2 H), 4,04
MeTWICYJIbQOEMMUIIONIT) BEH30JT (e, 4 H), 3,77 (¢, 2 H),
3,11 (¢, 3 H), 2,69 (yump.
c, 1 H); XXMC: m/z 411,3
(M+1)*,
Ycaosua: 60°C, C.
H-AMP (Xsiopodopm-d) &:

\C,S’ 8,02 (M, 2 H), 7,62 (M, 3
AN b Ny H), 7,13 (v, 3 H), 6,99
S W S AR
57 “o N (om, 1 H), 6,53 (¢, 1 H),

JicXomHEIT MaTepmai: 1-— 5,17 (¢, 2 H), 3,71 (¢, 2
(xtopMeTT) —4- (S— H), 3,55 (¢, 2 H), 3,11 (c,
MeTUIJICYJIbQOHUMMUAONIT) BEH30JI 3 H), 2,93 (M, 2 H), 2,84

(M, 2 H), 2,69 (ymmp. c, 1
H); KXMC: m/z 425,4 (M+1)",
Vecnosua: 60°C, C m A (IPA).
H-AMP (Xsjopodopm-d) &:
Hr«Fg | . 8,02 (1, 2 H), 7,62 (v, 3
\G\/oﬁ /ﬁ{ H), 7,13 (mm, 1 H), 6,91

. 0/\/N (M, 2 H), 6,51 (c, 1 H),
VICXOOHENT MaTepmasna: 1-— 5,17 (¢, 2 H), 4,02 (ymmp.
(xs10PMeTHIIT) —4— (S— c, 2 H), 3,99 (ymmp. c, 2
MeTUJICYJIbQOHMMMOONIT) BEH30J1 H), 3,76 (c, 2 H), 3,11 (c,

3 H), 2,70 (ymmp. c, 1 H);
KXMC: m/z 429,2 (M+1)*,
Venoeusa: 60°C.
H-AMP (Xjopodopm-d) &:
""Q;" o 8,04-8,01 (m, 2H), 7,64 (c,
- o 3
\©\/Q 1H), 7,63-7,60 (M, 2H),

. \(j:‘y@ 7,48-7,51 (m, 1H), 7,46 (c,
VcxomHent MaTepmai: 1-— 1H) 7,33-7,30 (v, 1H), 6,52
(xyopmeTIT) 4~ (S— (¢, 1H), 5,12 (c, 2H), 4,09

(c, 4H), 3,79 (c, 2H), 3,11

MeTHUJICYJIbQOHMMMOONIT) BEH30J1

(c, 3H), 2,69 (¢, 1H);
KXMC: m/z 479,3 (M+1)°,
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- o 0-CFy
\O\/o
SN

Yciosua: C.

H-AMP  (Xjopodopm—d) &:
8,03 (m, 2H), 7,58-7,65 (m,
3H), 7,21 (m, 1H), 7,05-

90 7,11 (m, 2H), 6,51 (c, 1H),
VICXOIHEM MaTepuasi: 1- 5,17 (c, 2H), 4,04 (ymup.
(xsiopmern) ~4= (S 1, 4H), 3,77 (c, 2H), 3,11
MeTMIICYJIbGOHUMMIONUI) BEHB0TT (n, 3H), 2,70 (c, 1H);

KXMC: m/z 495,3 (M+1)*,

H-AMP (Xsopodopm-d) &:
\// 8,03 (m, 2 H), 7,66 (m, 1
\Q\/ H), 7,62 (m, 2 H), 7,20 (M,
ﬁrl’§> 4 H), 6,49 (c, 1 H), 5,17

91 (c, 2 H), 3,98 (M, 4 H),
VicxomnHBM MaTepuas: 1- 3,64 (xe, 1 H), 3,11 (c, 3
(xJyopmeTmit) —4- (S— H), 2,7 (ymmp., 1H), 1,51
MeTUJIICY b QOHUMULOUIT ) BEHBOJT (m, 3 H); XXMC: m/z 425,3

(M+1)*,
Yecaoeusa: 60°C, D.
/N\\ﬁ H-AMP (Xjopodopm—d) &:
/\©\/ o 8,08 (c, 1 H), 7,93 (M, 2
°\fj\/@ H), 7,68 (c, 1 H), 7,65 (v,
9 (3} 2 H), 7,22 (m, 4 H), 6,56
(bopmmat) | (¢, 1 H), 5,16 (c, 2 H),
VcxopnHet MaTepuas: N, S-— 4,09 (c, 4 H), 3,82 (c, 2
mvmeTI-S- (4= H), 3,16 (c, 3 H), 2,63 (c,
XJIOPME THIIGEHIMIT) CYITb QOKCHMUH 3 H); KXMC: m/z 425,4
(M+1) 7,
Yciosus: 60°C, C u E
G R (ELOH) .
N ’b"\ H-AMP (Xsiopodopm-d) &:
b
93 ‘OJ % 7,73 (m, 4 H), 7,63 (c, 1
H), 7,57 (M, 2 H), 7,20 (M,
VicxonHelt MaTepuasa: N— 6 H), 6,52 (¢, 1 H), 5,11
(xyopMe ™) beHuT) MeTiT) —Ad— (c, 2 H), 4,04 (c, 4 H),
cynbbaHmwmnes) —4— 3,78 (¢, 2 H), 2,83 (M, 3
MeTUJIOEeH30JICYJIbboHaMM O H), 2,36 (c, 3 H); XXMC:
m/z 549,5 (M+1)*,
Ycaoeua: 60°C.
OJ\[;J!‘O ‘H-sIMP  (Xsjopodopm-d) &:
/S\Q\/ o ) 7,99 (M, 2 H), 7,65 (u, 3
0.
04 \fi/d} H), 7,21 (M, 4 H), 6,53 (c,
o 1 H), 518 (c, 2 H), 4,05
VcxonHewt mMaTepuain: 1- (¢, 4 H, 3,78 (¢, 2 H),
(xyopmeTn) —4- (N-aueTmy—S— 3,33 (¢, 3 H), 2,16 (c, 3
MeTUJICYJIb QOHMMMIOMII) OeH30IT H); XXMC: m/z 453,5 (M+1)*,
Vecaoeus: 60°C, C.
‘H-AMP (Xsopodopm-d) &:
7,64 (c, 1 H), 7,57 (M, 1
H), 7,39 (M, 2 H), 7,21 (M,

95 4 H), 6,51 (¢, 1 H), 5,16
MCXOHHH]Z MaTepualsl: aseTUMOMH— (C, 2 H), 4,26 (M, 4 H),
1-wm1 (4- (xy0pMeTIIT) —3— 4,04 (¢, 4 H), 3,77 (c, 2
dropdenmT) MeTaHOH H), 2,36 (M, 2 H); XXMC:

m/z 435,5 (M+1)*,
Yenoeusa: 60°C.
H-AMP (Xsopodopm-d) &:
s 00 7,81 (m, 2 H), 7,56 (c, 1
H 0 H), 7,49 (m, 2 H), 7,21 (c,
N Om@ 4 H), 6,61 (ymmp. n, 1 H),
o N 6,51 (c, 1 H), 515 (c, 2

VicxonHelM MaTepuas: 4-
(xyopmeTy) —N— (2—
OKCOTeTparmapoTnoheH—3—

1) 6eH3aMmuI

H), 4,67 (ar, 1 H), 4,03
(c, 4 H), 3,75 (c, 2 H),
3,43 (M, 1 H), 3,32 (M, 1
H), 3,11 (m, 1 H), 2,03
(kB.xm, 1 H); XXMC: m/z
477,4 (M+1)*,

.82 .-
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YeyoBusa: 60°C.

‘H-AMP (Xsopodopm-d) &:

u,o 7,92 (m, 2 H), 7,65 (c, 1
\Q\/ H), 7,62 (M, 2 H), 7,21 (M,
\é\/@ 4H), 653 (c, 1H, 516
97
. (c, 2 H), 4,04 (¢, 4 H),
VicxonHENI MaTepuals:l-—
3,77 (¢, 2 H), 3,08 (M, 3
(xopmeTnit) —4— (N-3TmI-S—
H), 3,02 (m, 1 H), 2,85
MeTUJIICYJIbQOHMMUIOMIT) GEH30JT
(mke, 1 H), 1,18 (r, 3 H);
XXMC: m/z 439,1 (M+1)°,
Ycnosua: 60°C, C.
\n H-sIMP (Xsiopodopm-d) J:
"N Q\/ 7,65 (c, 1 H), 7,21 (v, 4
\ﬁ‘jy@ H), 6,50 (c, 1 H), 5,83 (M,
o8 1 H), 4,45 (¢, 2 H), 4,05
VIcXOOHEIT MaTepmai: 4- (c, 4 H), 3,82 (M, 2 H),
(xyopMeTIIT) —1— 3,78 (c, 2 H), 3,42 (T, 2
(MeTwmicynsdoumn) -1, 2, 3, 6— H), 2,82 (¢, 3 H), 2,36
TeTPaTrUIPONMPUINH (ymvp. m, 2 H); XXMC: m/z
417,8 (M+1)*,
Ycinosua: 60°C, C.
H-SAMP (Xsiopopopm-d) &:
o
4 7,65 (c, 1H), 7,24-7,18 (M,
7N o
o 4H), 6,49 (c, 1H), 5,83-
L 5,80 (M, 1H), 4,43 (c, 2H),
99 . 4,05 (c, 4H), 3,88-3,85 (M,
VcxonHENI MaTepuai: 4-
(xopyeTI) ~1- 2H), 3,77 (c, 2H), 3,47 (r,
(sTuncynsbonmn) -1,2,3, 6— 2H, J=5,7 Tu), 2,98 (xB,
2H, J=7,3 T'u), 2,35-2,30
TeTparuapONUMpPUINH
(v, 2H), 1,36 (e, 3H, J=7,4
Tu); XXMC: m/z 431,9 (M+1)*,
o Ycmosusa: 60°C.
I
100 043\,()\/0 o H-SMP (Xsiopopopm-d) &:
\(Uj\/,@ 7,64 (c, 1H), 7,23,7,18 (M,
o >N 4H), 6,49 (c, 1H), 5,83-
VicXonHENI MaTepuain: 4- 5,80 (m, 1H), 4,43 (c, 2H),
(xyopMeTHIT) —1— 4,04 (c, 4H), 3,92-3,89 (M,
(nzonmpommncynedonmi)-1,2,3,6- |[2H), 3,78 (c, 2H), 3,50 (T,
TeTParuIpONMPUINH 2H, J=5,7 Tu), 3,23-3,16
(m, 1H), 2,39-2,29 (M, 2H),
1,34 (m, 6H, J=6,8 Tu);
KXMC: m/z 446,0 (M+1)",
Yenoeus: 60°C.
H-AMP (Xsopodopm-d) &:
7,99-7,96 (M, 2H), 7,63 (c,
\@\/ 1H), 7,62-7,59 (M, 2H),
7,23-7,19 (M, 4H), 6,52 (c,
101
VICXOOHBIT MaTepuasn: 1-— H), 5,17 (e, 2H), 4,04 (c,
(x70pMeTILT) —4— 4H), 3,77 (c, 2H), 3,20-
(aTUnCyE QOHMMUIOMIT) BEH30JI 3,14 (u, 2H), 2,4 (ymrp.,
1H) 1,28-1,24 (m, 3H);
KXMC: m/z 425,3 (M+1)",
Yenosus: 60°C.
‘H-SMP (Xuyopodopm-d) &:
o 7,99-7,96 (M, 2H), 7,63 (c,
HNL X
~S \QV o F 1H), 7,62-7,59 (M, 2H),
om@ 7,15-7,11 (v, 1H), 6,94~
N
102 O 6,88 (M, 2H), 6,51 (c, 1H),
VICXOOHBIM MaTepuamn: 1-— 5,17 (c, 2H), 4,03-3,98 (M,
(xmopmeT) —4= 4H), 3,76 (c, 2H), 3,30-
(3TUncyne oHMMUOOMIT) BEH30JI 3,14 (v, 2H), 2,7 (ymup.,
1H), 1,28-1,24 (M, 3H);
KXMC: m/z 443,3 (M+1)*,
Ycnosus: 50°C.
HN\n
OV H-AMP (Xuyiopodopm-d) &:
\[“jv& 7,97-7,93 (m, 2H), 7,63 (c,
103 1H), 7,61-7,58 (M, 2H),
Vicxomust MaTepyuan: 1- 7,23-7,18 (v, 4H), 6,62 (c,
(xopMeTmi1) —4- (Mponax—2- 1H), 5,17 (¢, 2H), 4,06-
nICy b oHMMMIONI) GEH30IT 4,03 (M, 4H), 3,77 (m, 2H,

.83 -
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J= 0,52 Tu), 3,29-3,18 (M,

1H), 1,33-1,25 (M, 7H);
KXMC: m/z 439,2 (M+1)*,
Ycnoeua: 60°C, C.
O‘csn)“N o “‘H-AMP (Xyiopodopm—-d) 3:
QV° 7,66 (c, 1H), 7,24-7,18 (M,
F \Q\/@ 4H), 6,50 (c, 1H), 4,62 (c,

104 VICXOOHENI MaTepuai: 4- 2H), 4,05 (c, 4H), 3,88 (c,
(RITOPMETIAT) ~5-TOp-1- 2H), 3,78 (c, 2H), 3,40 (M,
(meTunicynsdonmi) -1, 2, 3, 6- 2H), 2,86 (c, 3H), 2,40-
PeTparMIpOnUpAMH 2,53 (M, 2H); XXMC: m/z

435,8 (M+1)*,
Ycnoeus: DMF, 60°C, C.
H-AMP (XsnopodopM-d) &:
o 8,24-8,32 (M, 1H), 8,20
02,,/@\/01)‘}\/@ (yump. m, 1H), 7,72-7,87

105 o~ (v, 1H), 7,68 (c, 1H), 7,57
Vcxonuet MaTepuan: 1- (m, 1H), 7,21 (c, 4H), 6,53
(xJ10pMeTIIT) —~3-HUTPOBEH30J (¢, 1H), 5,19 (c, 2H), 4,04

(c, 4H), 3,77 (c, 2H).
XKXMC: m/z 379,3 (M+H)*.
Ycnosusa: DMF, KT, C.
° ‘H-AMP (Xsopodopm-d) &:
_Ntij\,o o 7,83 (m, 1H), 7,61 (c, 1H),
\f‘j\(’c@ 7,57 (m, 1H), 7,45 (M, 1H),

106 © 7,16-7,24 (M, 4H), 6,52 (c,
Wexommutt mavepuai: 5= 1H), 5,16 (c, 2H), 4,38 (c,
{xopMeTIn) =2~ 2H), 4,04 (c, 4H), 3,76 (c,
MeTMIIMBOMHIOIMH-1-0H 2H), 3,20 (c, 3H). XXMC:

m/z 403,4 (M+H)"*.
Q YciaoBus: DMF, 60°C.
N DQ—‘\ H-MP (Xsiopodopm—d) &:
107 @"”@J % 8,00 (m, 1H), 7,86 (1, 1H),
7,74-7,79 (m, 2H), 7,63 (c,
VicxonmHent MaTepmai: 1-(4- 1H), 7,60 (m, 2H), 7,17-
(xyiopmeTmn) benmn) -1H-1, 2, 3— 7,24 (M, 4H), 6,52 (c, 1H),
TprasoJl 5,17 (c, 2H), 4,04 (c, 4H),
3,77 (c, 2H). XXMC: m/z
401,5 (M+H)*.
Yciosusa: DMF, 60°C.
H-AMP (Xjiopodopm—d) &:
7,93 (m, 1H), 7,67-7,75 (M,
3H), 7,58 (c, 1H), 7,50 (m,
2H), 7,16-7,23 (M, 4H),
VICXOIHEDA MaTepuais: 1-(4- 6,51 (c, 1H), 6,45-6,49 (v,
(xnopmeTn) eHns) —1H-nupason 1H), 5,13 (c, 2H), 4,03 (c,
4H), 3,75 (c, 2H). XXMC:
m/z 400,5 (M+H)*.
YcioBua: DMF, 60°C.
‘H-sMP (Xsjiopogopm—d) &:
ft\»_’\ 8,06 (m, 2H), 7,72 (c, 1H),
N>’_®__Jo Ng N 7,59 (c, 1H), 7,51 (m, 2H),

109 E(; % 7,24 (c, 1H), 7,20 (m, 4H),
JVICXOnHENT MaTepuan: 2- (4- 6,51 (e, 1H), 5,09-5,17 (m,
(xJ10pMeTNIT) QeHMIT) OKCa30JT 2, 4,03 (e, 4H), 3,75 (e,

2H) . XXMC: m/z 401,5
(M+H) *.

VYcnosua: C.

1H-sIMP (Xsnopodopm—d) J:
8,16 (mm, 1H), 7,58 (c,
1H), 7,18-7,24 (M, 4H),

110 6,89-6,92 (M, 1H), 6,76—
VicxonHElt MaTepuasi: 4- 6,78 (4, 1), 6,51 (u, 1H),
(xJI0pMe TIII) —2-Me TOKCUIIMPUINH 5,07 (e, 2H), 4,04 (c, 4H),

3,94 (c, 3H), 3,76 (m, 2H).

KXMC: m/z 365,3 (M+H)*

OH H-SIMP (Xsopopopm—-d) &:
‘:L;[::L\/o 9 7,56 (c, 1H), 7,48-7,52 (M,

1L m,@ 2H), 7,38-7,42 (M, 2H),
° 7,16-7,23 (M, 4H), 6,48 (M,

VicxonmHel1 MaTepuain: 1-(4-
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(x10pMe TIII) QeHMIT) UMKIIOBY TaHOoJI

1H),
4H) ,
2,58 (M, 2H),

2H), 1,96-2,06
1,62-1,74
m/z 404,4

5,07
3,73

2H), 4,01
2H), 2,49-
2,31-2,41
1H),
KXMC :

(c, (c,
(m,
(M,
(M,
(M, 1H).

(M+H) *

112

VicxonmHeWt MaTepmain: 4-(2-

xj0pa ™M) -N, N-Iume TuyI0eH3aMiz

‘H-SIMP  (Xsiopodopm-d) 3:
(c, 1H), 7,35-7,39
7,29-7,33 2H) ,
6,49
4,04

(m, 2H), 3,15

(ymmp . 3H),
3H) . XXMC: m/z
(M+H)

7,56
2H),
7,17-17,24
1H), 4,11
4H), 3,76
2H), 3,10
2,98
419,4

(M,
4H),
2H),

(1,

(r,

c

(c,

113

Vicxomuenmt MaTepmai: N- (4-
(xJ10pMe TIII1) BEeH3MUII) METAHCYJIE DO

Hammna

Vcaoeua: 60°C, B.
‘H-AMP  (IMCO-d6)
7,58

5: 8,21
1H),
7,17-
1H),
2H),

2H),

(c, 1H),
7,35-7, 44
7,28
4,95
3,96
2,86
441,8

(r,

4H),
6,42
4,17
3,80
KXMC 2

(»,
4H),
2H),
4H) ,
(c, 3H).

(M+H)

(c,
(m,
(c,

m/z

114

(o) OH
o
eV
||
o N
VicxonmHewt MaTepmain: 3— (4-

(xs0pMeTIII) QeHMIT) OKCeTaH—3—-0J1

‘H-AMP (Xjopodopm-d) &:
2H), 7,58
2H),
6,50
4,88-
4H) ,
1H) .

7,59-7,64
1H),
7,18-7,23
5,10

(n,
7,45-7,49

(c,

(n,
4H) ,
2H),
4,94 4H), 4,03
3,75 2H), 2,52
AKXMC: m/z 406,5

(n, (c,

1H), (c,
(M, (c,
(c, (c,

(M+H) *

115

VICXOIHENT MaTepuan: 3- (4-

(xJIopMeTNIIT) QeHMII) OKCeTaH—3-0J1

“H-SIMP (Xjiopodopm—d) &:

7,60-7,63 (M, 2H), 7,58 (c
1H), 7,45-7,49
7,10-7,15
6,94
5,10
4H),
2H),
1H) .

KXMC: m/z 424,5

(M,
1H),
6,49
4,88-4,94
2H), 3,98
2H), 2,52

2H),
6,87-
1H),

(M,
2H),
2H),

(M, (M,
(c,
4,01

3,74

(M,
(M, (M,
(m, (c,

(M+H) *

116

VICXOIHEIT MaTepuasi: 3— (4—

(xJ0pMeTII1) deHMIT) OKCeTaH—3-0J1

60°C, C. ‘H-AMP

S:

Ycnosua:
(Xmopodopm-d)
(m, 2H), 7,58
7,44-7,52
1H), 6,50
2H), 4,87-4,95 (M,
4,07 (c, 4H), 3,77
KXMC: m/z 474,8

7,60-7, 64
1H),

7,31
5,10
4H),

(c,
4H),
1H),

(M, (m,

(c, (c,
(c, 2H).

(M+H) *

117

VcxonmHewt MaTepmali:3— (4-

(xJTopMeTNIIT) QeHMII) OKCeTaH-3-0J1

Venosusa: 60°C, C.

‘H-AMP (Xsiopodopm—-d) &:
2H), 7,57
2H),
6,97-
1H),

7,59-7,64
1H),
7,08-7,16
7,01
5,10
4H) ,
2H), 2,92
2H), 2,49
m/z 420,8

(M,

7,45-7,49

(c,
(»1
3H),
6,51 (c,
4,88-4,94
2H), 3,53
2H), 2,82
1H) .
(M+H) *

(n,
1H),
2H) ,

(n,
(c,
3,70

(M,
(c, (c,
(T, (T,

(c, KXMC 2

118

ci

NC
VICXOIHBIT MaTepuali: 3-xJop-4-

LMaHOOeH3MIMeTaHCYJIbQoHaT

Ycnoeusa: THF, HarpeBaHue c

oBpaTHBEM XOJIOOMJIBHMKOM, C.
(IMCO-dg) &: 8,27
1 H), 8,02 (m, J=7,9 T, 1
H), 7,80 (c, 1 H), 7,59

1H, 7,11

“H-AMP (c,
(v,

J=7,9 Tu, (ymmp .
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c, 3 H),
H), 6,45
2 H), 3,63
(ymp. c,
(M, 4 H);
(M+H) *.

6,98-7,08 (M, 1
1 H), 5,08
2 H), 3,60
2,72-2,92
m/z 407,7

(c, (c,
(c,
2 H),

KXMC:

119

JICXOnHENT MaTepumai: 4-
(xnopMeTni) -N, N—

IoyMeTMIIOeH3aMnI

Ycnosusa: THF, HarpeBaHue C

OOpaTHEM XOJIONMJIbHUKOM. ‘H—
SMP (Xnopodpopm-d) &: 7,57
1 H), 7,39-7,47
H), 7,39-7,47
7,09-7,18
7,01 (M,

H), 5,10

2 H),

(M, 1
(M, 3 H),

(M, 3 H), 6,96-
1 H), 6,51 (c, 1
2 H), 3,70 (c,
(¢, 2 H), 3,11
(ymmp . 3 H), 2,95-3,03
3 H), 2,90-2,95 (M, 2
2,79-2,86 (M, 2 H);
m/z 419,4 (M+H)".

(c,

(c,
3,53
<,
(M,
H),
KXMC:

120

VIcXonHeT MaTepmai: 4-
(xyiopmeTn) -N, N—

IyMeTUIOeH3aMuI

Ycnoeusa: THF/DMF,
HarpeBaHMe C OGPaTHHM
XoJioouibHUKOM, C.
‘H-AMP (IMCO-dg) O:
1 H),
7,44

8,24
2 H),
7,18-7,26
1 H),

(c,
7,46-7,51
2 H),
6,43 (c,
2 H), 3,96 (c, 4
3,80 (c, 2 H), 2,98
(ymmp . 3 H), 2,91 (ymup.
c, 3 H). XXMC: m/z 405,3
(M+H) *.

(M,
(c,
(M, 4 H),
4,99

H),

(c,

(=)

121

00
Ss)

Vcnoeua: DMF, 70°C.

H-AMP (Xnopodpopm-d) &
1 H), 7,30-

7,13 (c, 3

u/mMnH 7,54
7,36 2 H),

(c,

(M,

VIcXomHEIM MaTepmas: 1-

(xJ10pMeTIIT) —4—MEeTOKCUOEH 30T

H),

6,89
6,49 (c,
H), 3,80
2 H), 3,52
2,96
H) ;

6,95-7,01 (m, 1 H),

(m, J=8,7 Tu, 2 H),
1 H), 502 (c, 2
3 H), 3,69
(c, 2 H), 2,87
(M, 2 H), 2,81 (c, 2

KXMC: m/z 378,8 (M+H)'.

(c, (c,

122

0.

oo

VicxonmHelM MaTepmali: [4-

(xyopmeTIn) deHmin] —1-

NVPPOJIMIVHUIIZ TAHOH

Ycnosus: 70°C, C u E.
(400 MI'u, IMCO-dg) &:
1 H), 7,41-7,59
7,13-7,31 (M, 4

1 H), 4,99

DMF,
1H-sMP
8,23 (c,
(M, 4 H),
H), 6,42 (c,
2 H), 3,95 (c, 4 H),
2 H), 3,36-3,53
H), 1,72-1,94 4 H);
KXMC: m/z 431,4 (M+H)'.

(c,
3,79
(c, (M, 4

(1,

123

posas
rJ:::r/\o o

OH
WcxXonHent MmaTepuai: 4-

(xJ10pMeTIIT) BEH30JIME TAHOJT

YecnoBua: B u E.
(IMCO-dg) &:

7,32-7,42

TH-AMP
1 H),
7,18-7,26 (M, 4 H),
(c, 1 H), 5,16-5,28
H), 4,86-4,96 (M, 2 H),

4,47-4,55 (M, 2 H), 3,95
(c, 4 H), 3,78 (c, 2 H);
AKXMC: m/z 364,2 (M+H)".

8,19
4 H),
6,41

(c,

(v,

(M, 1

124

Wen

VICXOOHENT MaTepuas: 4-—
(xsnopmeTuit) -N, N—

ouMe TUIGeH3aMun

VecnoBusa: 70°C, D.
(OIMCO-dg) &: 8,24
7,41-7,49 4 H),
6,91-
(c, 1
3,59
(ymmp . 3 H),
3 H), 2,80-

2,71-2,78

DMF,
1H-SMP
1 H),

7,03-7,13
6,97
H),

4 H),
2,90
2,87

(c,
(M,
(M, 1 H),
2 H), 6,42
2 H),

(M,
4,98
2,98

(c, (c,
c,
(ymp .
2 H),

2 H); XXMC: m/z 437,5

c,
(v,

(M,
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(M+H) *.

125

McxoOHEMM MaTepman: [4-
(xy1opMeTIIT) eHns] —-1-

NVPPOJIMAVHUIIME TaHOH

Ycnopus:
H-AIMP (Xsiopodopm—d) &
u/mmH 7,51-7,54 3 H),
7,41-7,46 7,03-
7,26 (c, 1
H), 5,10 (c, 2 H), 3,61-
3,67 (m, 2 H), 3,58 (c, 2
H), 3,37-3,45 (M, 2 H),
2,76 2 H), 1,93-2,00
1,84-1,92 (M, 2
H), 1,56 (¢, 3 H), 1,38 (&m,
J=6,7 Tu, 3 H); XXMC: m/z
(M+H) *.

DMF, 70°C, G.
(n,
(M, 2 H),

(M, 4 H), 6,55

(c,
(M, 2 H),

459,7

126

X
~UN
[s]

VicxonHeWi MaTepuas: 4-
(xsopmeTit) -N, N—

ousTuiI6eH3aMuI

Vcmosusa: DMF, 70°C.
‘H-AMP

7,58

(Xsopodpopm—-d) :
(¢, 1 H), 7,42-7,46
2 H), 7,36-7,39 (M, 2

7,17-7,23 (M, 4 H),

1 H), 5,09 (c, 2
4 H), 3,76
(ymmp. ¢, 2 H),
(ymmp . 2 H), 1,20-
(m, 3 H), 1,06-1,15
(M, 3 H); XXMC: m/z 433,4
(M+H) *.

(M,
H),
6,51 (c,
H), 4,04
2 H), 3,54
3,25
1,30

(c, (c,

Cy

127

O, :: O—g:jFﬂN

—N o

F
VicxonHelt MaTepual: 4-
(xsopMeTnir) =N, N—

ouMe TuII6eH3aMu

Ycnoeus: DMF, C.
‘H-SIMP (OMCO-dg) &:
1 H), 7,41-7,50
7,21-7,29
7,15
H),
4,00
H),
2,91

8,24
4 H),
6,95-
(c, 1

3,87-
(c, 2

(ymmp. ¢, 3 H),

3 H);

(c,
(v,
(M, 1 H),
2 H), 6,42
(c, 2 H),
4 H), 3,79

(M,
4,99
(M,
2,98

(ymmp. c, KXMC :

m/z 423,4 (M+H)*.

128

o} 0
N
o
VcxonHeii MaTepuan: (4-
(xy10pMeTIIT) beHMII) (MMnepunuH—

1-1J1) METAaHOH

YcioBus:
(IMCO-dg) &:
7,45-7,51

DMF, E u B.
8,24
2 H),

7,18-

‘H-MP
1 H),
7,37-7,41
7,26 (M,
H), 4,98
4 H), 3,80
3,67

(c,
(n,
(M, 2 H),
4 H), 6,43 (c, 1
2 H), 3,96
(c, 2 H), 3,46-
(M, 2 H), 3,19-3,31
2 H), 1,38-1,65 (M, 6
KXMC: m/z 445,4 (M+H)*.

(c, (c,

(M,

H)

129

BOQAY
=oans
[¢]
VICKONHE MaTepual: aseTUIuH—
1-wmm(4-

(xJI0pMeTIII) QEeHWIT) METaHOH

70°C, C.
8,24
2 H),

7,17-

YcnoBusa: DMF,
(IMCO-dg) o:

7,61-7,68

*H-sIMP
1H),
7,43-7,55
7,27
H),
4,35

(c,
(M,
(M, 2 H),
4 H), 6,43 (c, 1
(c, 2 H), 4,23~
2 H), 3,99-4,10
3,95 (c, 4 H),
2 H), 2,20-2,30
KXMC: m/z 417,4

(M,
5,00

(M,
(M, 2 H),
3,79 (c,
2 H);

(M+H) *.

(m,

130

oj;:j/\N
BSRRa
Br
G
[¢]
VcxonHent MaTepuadi: [4-

(xyopmeTwil) deHmn] -1-

NUPPOJIUOVIHUIIME TaHOH

Ycioeus: 85°C,
(OIMCO-dg) &:
7,43-7,57

DMF, E.
8,23
5 H),

7,18-

‘H-AMP
1H),
7,35-7,42

(c,
(n,
(M, 1 H),
1 H), 6,42 (c, 1
(c, 2 H), 3,90-
4 H), 3,42-3,51

3,36-3,41 (M, 2
(c, 2 H), 1,76-
4 H); XXMC: m/z
(M+H) *.

7,25
H) .,
3,98
(M,
H),
1,92
510,4

(M,
4,99
(v,
2 H),
3,35

(v,

-87 -
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YcyoBus: DMF, 85°C, B u E.
o ‘H-sIMP  (IMCO-dg) &: 8,21 (c,
A 1 H), 7,79-7,84 (M, 2 H),
05__@,‘/0/{\\:1}_\"1 7,76 (c, 1 H), 7,43-7,58
131 | HN, % (M, 2 H), 7,18-7,26 (M, 4
>< H), 6,42 (c, 1 H), 5,01 (c,
VicxonHent mMaTepuali: N— (Tper— 2 H), 3,95 (¢, 4 H), 3,79
OyTwit) —4- (xJ1opMeTns1) GeH3aMnn (c, 2 H), 1,38 (c, 9 H);
KXMC: m/z 433,4 (M+H)".
Ycrnoemsa: DMF, 85°C, E.
‘H-AMP (IMCO-d¢) &: 8,24 (c,
1H), 7,39-7,51 (m, 4 H),
S hC@ 7,17-7,26 (M, 4 H), 6,44
l(@ﬂo\os“ (c, 1H), 4,9 (c, 2 1),
N 4,08-4,16 (v, 1 H), 3,94-
132 o
VicxonHent mMaTepuali: 4- 4,04 (v, 2 H), 3,70-3,77
(xopmeTwut) N, N— (v, 1 H), 3,58-3,68 (M, 1
IOVMe TUIIOeH3aMuU H), 2,98 (yamp. c, 3 H),
2,90 (ymmp. ¢, 3 H), 1,32-
1,38 (M, 3 H); XXMC: m/z
463,3 (M+H)*.
Ycrnoeua: DMF, 85°C, E.
‘H-AMP (IMCO-d¢) 5: 8,24 (c,
1 H), 7,40-7,50 (m, 4 H),
oj:?A/NL/_\O 7,17-7,26 (M, 4 H), 6,44
I"J:j/\o\o (c, 1 H), 4,9 (c, 2 H),
133 /NO 4,09-4,16 (M, 1 H), 3,93-
VicxomHewt MaTepmai: 4- 4,05 (m, 2 H), 3,69-3,78
(xotopmemAT) -, N (M, 1 H), 3,56-3,64 (v, 1
IouMe TUIIOeH3aMus H), 2,98 (vmp. c, 3 H),
2,90 (ymmp. ¢, 3 H), 1,32-
1,37 (M, 3 H); XXMC: m/z
419,4 (M+H)".
Vcnosua: DMF, 85°C, D.
IH-SMP (IMCO-d¢) &: 8,25 (c,
0, 1H), 813 (¢, 1 H), 7,43-
}R;—O'JOQ’\‘ 7,49 (M, 2 H), 7,28-7,32
134 I % (m, 2 H), 7,18-7,26 (M, 4
VICKOIOHERT MaTepmals: 4- H), 6,42 (c, 1 H), 4,96 (c,
(xnopmeTni) -N, N-6uc (1- 1 H), 3,9 (c, 4 H), 3,80
MeTUIISTIIT) GeH3aMAT (¢, 2 H), 3,61 (ymp. c, 1
H), 0,92-1,62 (M, 1 H);
KXMC: m/z 461,2 (M+H)*.
Yciosusi: DMF, 85°C, E.
H-AMP (IMCO-d¢) &: 8,21 (c,
o, 1 H), 7,78-7,89 (M, 2 H),
\b o \\c’) % 7,73-7,77 (v, 1 H), 7,44-
e HNH/@/ 7,49 (v, 2 H), 7,06-7,17
le] (m, 3 H), 7,01-7,05 (M, 1
JVicxonHblI MaTepuan: N- (Tper— H), 6,42 (¢, 1 H), 5,01 (c,
By Tmi1) —4— (XJIOpMeTII1) GeH3aMnL 2 H), 3,53-3,68 (M, 4 H),
2,76 (c, 4 H), 1,38 (c, 9
H); XXMC: m/z 447,4 (M+H)*.
Ycnosusi: DMF, 85°C, E.
° IH-AMP (IMCO-d¢) &: 8,21 (c,
042;}_\ 1 H), 7,30-7,41 (M, 2 H),
\N<—©—J Q_} 7,18-7,26 (M, 6 H), 6,41
136| / © (c, 1 H), 4,91 (c, 2 H),
Vcxonuelt MaTepuan: 2-(4- 3,95 (c, 4 H), 3,79 (c, 2
(xnopmeTni) penwit) -N, N— H), 3,69 (c, 2 H), 2,97-
AnMeTuIale TaMmn 3,01 (m, 3 H), 2,83 (c, 3
H); XXMC: m/z 419,4 (M+H)".
0, YcioBus: DMF, 85°C, E.
, OQ/\N 'H-SIMP (IMCO-dg) &: 8,24 (c,
5| //\ %\CI 1 H), 7,45-7,49 (M, 2 H),
o 7,41-7,45 (M, 2 H), 7,34
VIcXOOHENI MaTepuas: 4- (¢, 1 H), 7,22-7,28 (M, 2
(xyopmMeTi) =N, N— H), 6,42 (c, 1 H), 4,99 (c,
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ouMe TuI0eH3aML

2 H), 3,91-3,
3,79 (c, 2 H)
c, 3 H), 2,9
H); XXMC: m/z

97 (M,
, 2,98
(ymup .
439,3

4 H),
(ymup .
c, 3

(M+H) *.

Ycnoeusa: DMF,

85°C,

C.

‘H-AIMP (IIMCO-ds) &: 8,24 (c,

O o. 1 H), 7,41-7,50 (M, 4 H),
| o0 |3ij 7,10-7,16 (v, 1 H), 6,81-
/N)(©/\ 6,86 (M, 1 H), 6,73-6,78
138 o (M, 1 H), 6,41 (c, 1 H),
VcXonHslt MaTepuan: 4- 4,99 (c, 2 H), 3,84-3,95
(xymopme 1) -N, N— (M, 4 H), 3,78 (c, 2 H),
oyMeTuIOeH3aMun 3,72 (c, 3 H), 2,98 (ymup.
c, 3 H), 2,91 (ymmp. c, 3
H); XXMC: m/z 435,4 (M+H)*.
Ycinoeua: DMF, 85°C, C.
‘H-SIMP (IOMCO-d¢) &: 8,24 (c,
O3S »C@Cﬂ 1H), 7,64 (¢, 1 H), 7,55~
S
)\H(QAO 7,60 (M, 1 H), 7,41-7,50
139 o (M, 5 H), 6,44 (c, 1 H),
JICXKOOHE MaTepuas: 4-— 4,99 (¢, 2 H), 4,03 (c, 4
(xs0pMeTNIT) -N, N— H), 3,82 (¢, 2 H), 2,98
oyMe TUIIOeH3 aMuL (ymup. ¢, 3 H), 2,91 (ymmp.
c, 3 H); XXMC: m/z 473,5
(M+H) *.
Ycnoeua: DMF, 85°C, C.
‘H-sIMP (OMCO-d¢) &: 8,18-
° 8,27 (v, 2 H), 7,81-7,92
“'?;O’P{?/\N: (M, 2 H), 7,43-7,54 (m, 2
140 d H), 7,13-7,30 (M, 4 H),
VICXOmHEt MaTepuan: 4- 6,43 (¢, 1 H), 5,02 (¢, 2
(xmopme ) —N- (1- H), 4,03-4,15 (v, 1 H),
Me TUIIZTI) BeH3aMAL 3,95 (c, 4 H), 3,79 (c, 2
H), 1,17 (&, J=6,6 I'uy, 6
H); XXMC: m/z 419,3 (M+H)".
VcyoBusa: DMF, 85°C, E.
‘H-AMP (IMCO-dg) &: 8,96 (T,
Kb/\N J=5,8 I'u, 1 H), 8,23 (c, 1
o$/©/\0 N0 'b H), 7,85-7,94 (M, 2 H),
NH 7,43-7,60 (m, 2 H), 7,15-
141 '4/ 7,29 (M, 4 H), 6,43 (c, 1
VICXOnHHDt MaTepuai: 4- H), 5,02 (e, 2 H), 4,00~
(xstopMeT1) —-N- (mpon-2-uH-1- 4,12 (w2 H), 3,95 (e, 4
1) Gensamn H), 3,79 (¢, 2 H), 3,13 (T,
J=2,5 Tu, 1 H); XXMC: m/z
415,4 (M+H)".
Ycnosua: DMF.
‘H-AMP (Xsopodopm—-d) &:
7,73-7,78 (m, 2 H), 7,56
(c, 1 H), 7,43-7,51 (M, 2
cb(\'* H), 7,18-7,24 (v, 4 H),
OYQ/\O o ‘b 6,50 (c, 1 H), 6,07-6,18
142 NH (M, 1 H), 5,13 (¢, 2 H),
VcxonHei mMaTepuas: 4- 4,03 (¢, 4 H), 3,75 (c, 2
(xyopMeTmIT) ~N-TeKCcuiIOeH3aMnI H), 3,41-3,48 (M, 2 H),
1,57-1,65 (M, 3 H), 1,29-
1,38 (m, 5 H), 0,86-0,93
(M, 3 H); XXMC: m/z 461,5
(M+H) *.
YcmoBusa: DMF, G.
017/\'::@ H-AMP (IMCO-dg) &: 8,21 (c,
o © 1H), 7,80-7,84 (M, 3 H),
7,49 (¢, 2 H), 7,18-7,28
143 OHN i (M, 4 H), 6,42 (c, 1 H),
o 5,02 (c, 2 H), 4,25 (c, 2
VicxonHeni maTepuai: 2- (4- H), 3,95 (¢, 4 H), 3,79 (c
2 H), 2,02 (¢, 3 H), 1,36

(xy10pMe TIIT) GeH3aMUIOo) —2—

MeTuinponuiaueTraT

(c, 6 H); XXMC: m/z 491,5

(M+H) *.
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144

PORAg
et

VicXOonHEM MaTepuas: 1-—

(xJI0pMeTIII) —4-3TeHUIIOEeH30JT

Venosusa: DMF, C.

lH-AMP (IMCO-dg) &: 8,21 (c,
1 H), 7,45-7,55 (M, 2 H),
7,36-7,43 (M, 2 H), 7,14-
7,29 (M, 4 H), 6,69-6,80
(M, 1 H), 6,42 (c, 1 H),
5,82-5,89 (M, 1 H), 5,25-
5,31 (M, 1 H), 4,94 (c, 2
H), 3,95 (c, 4 H), 3,79 (c,
2 H); XXMC: m/z 360,4
(M+H) *.

145

VICXOOHEM MaTepuain: 4-
(xyopmeTmi) ~N— (4—

TUOPOKCUOYTIII) OeH3aMmuI

Ycaoeua: DMF, E.

H-SIMP (IMCO-ds) &: 8,38-
8,57 (M, 1 H), 8,23 (c, 1
H), 7,81-7,92 (M, 2 H),
7,40-7,59 (M, 2 H), 7,16-
7,28 (M, 4 H), 6,43 (c, 1
H), 5,02 (¢, 2 H), 4,41 (r,
J=5,1 Tu, 1 H), 3,95 (c, 4
H), 3,79 (¢, 2 H), 3,35-
3,47 (M, 2 H), 3,21-3,31
(M, 2 H), 1,50-1,60 (M, 2
H), 1,41-1,50 (M, 2 H);
KXMC: m/z 449,5 (M+H)'.

146

o,
N

o
o,
/N\
VicxonHEM MaTepuas: (E)-3-(4-
(xqopMeTm) denmi) —N, N—
ouMeTmIlakpuiamun o (E) -3- (4—
(6pommeTr) denns) —N, N—

OyiMe TUJlaKpujlaMil

Ycaoeua: DMF, 85°C, C.
‘H-AMP (IMCO-d¢) &: 8,22 (c,
1 H), 7,71-7,76 (M, 2 H),
7,43-7,50 (M, 3 H), 7,17~
7,27 (M, 5 H), 6,42 (c, 1
H), 4,98 (c, 2 H), 3,95 (c,
4 H), 3,79 (c, 2 H), 3,16
(c, 3 H, 2,93 (c, 3 H);
KXMC: m/z 431,6 (M+H)"'.

147

pORA¢
0\0

IYQ)
J/N

HO' °
VIcXOoOmHBEM MaTepmas: 2- (4-

(xsopmeTni) peHmit) -N- (2-

TUIPOKRCUBTUII) ~N-MeTuIale TaMm

VcyoBusa: DMF, 85°C, D.
‘H-AMP (IMCO-dg) &: 8,19-
8,25 (M, 1 H), 7,33-7,37
(m, 2 H), 7,18-7,26 (M, 6
H), 6,41 (c, 1 H), 4,91 (c,
2 H), 3,95 (¢, 4 H), 3,74
(c, 1 H), 3,69 (¢, 1 H),
3,51-3,55 (M, 2 H), 3,45-
3,49 (M, 2 H), 3,38-3,42
(m, 3 H), 3,32-3,37 (M, 3
H); XXMC: m/z 449,5 (M+H)".

148

VicxonmHemt MaTepuan: (E)-3-(4-
(xsmopMeTr) denmit) —N-

Me TUJIaKpUIIaMA

Yciyoeusa: DMF, E.

H-AMP (XsopodopmM-d) &:
8,08 (c, 1 H), 7,57-7,63
(m, 2 H), 7,49 (M, J=8,2
I'u, 2 H), 7,36-7,43 (M, 2
H), 7,09-7,18 (M, 3 H),
6,96-7,02 (M, 1 H), 6,53
(¢, 1 H), 6,40 (m, J=15,6
T'm, 1 H), 5,80-5,90 (M, 1
H), 5,07 (¢, 2 H), 3,72 (c,
2 H), 3,56 (c, 2 H), 2,90—
2,97 (m, 5 H), 2,80-2,89
(M, 2 H); XXMC: m/z 431,6
(M+H) *.

149

S

JlcXonHEW MaTepualt: (4-
(xy10pMeTIIT) bern) (3-
I‘MllpOKCMHMHepM,HMH—lf

WJ1) METAHOH

Ycnoeusa: DMF, D.

H-AMP (Xsopodopm—-d) &:
7,58 (¢, 1 H), 7,40-7,47
(M, 4 H), 7,09-7,17 (M, 3
H), 6,97-7,02 (m, 1 H),
6,52 (¢, 1 H), 5,09 (¢, 2
H), 3,78-4,02 (m, 1 H),
3,70 (¢, 2 H), 3,54 (c, 2
H), 2,89-2,96 (M, 2 H),
2,80-2,86 (M, 2 H), 1,80-

-90 -
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1,97 (M, 2 H), 1,66 (c, 5
H); XXMC: m/z 475,6 (M+H)"*.
Ycnoeusa: DMF, G.
‘H-AMP (Xsjopogopm—d) &:
o N E 7,64 (c, 1 H), 7,62-7,63
a oﬁ;:@’ (M, 1 H), 7,57 (¢, 1 H),
NWKO/\ 7,42-7,47 (M, 2 H), 6,82-
150 © 7,00 (M, 2 H), 6,50 (c, 1
VICXOIHEIT MaTepuall: aseTuavH— 0y, 5,11 (c, 2 H), 4,20
(4 4,33 (M, 5 H), 4,00 (yuup.
(xJI0pMeTIIT) DEHUIT) METaHOH X, J=12,4 Tu, 4 H), 3,75
(c, 2 H), 2,31-2,39 (M, 2
H); XXMC: m/z 435,6 (M+H)"
Ycnoeusa: DMF, D.
‘H-sMP (IMCO-d¢) &: 8,35-
o. N 8,45 (M, 1 H), 8,23 (¢, 1
OI/\.(\@ H), 8,15 (c, 1 H), 7,84-
7,88 (M, 2 H), 7,49-7,53
o °HN\4</OH (M, 2 H), 7,18-7,26 (M, 4
H), 6,43 (¢, 1 H), 5,03 (c,
JVICXOnHEI MaTepuas: 4- 2 H), 3,95 (¢, 4 H), 3,78-
(xmopmeTmi1) ~N- (3-TMOoporcu— 3,81 (m, 2 H), 3,15-3,17
2, 2-AVMEe TUIIIIPOIIAIL) GeH3aMUL (m, 2 H), 3,13 (¢, 2 H),
0,82-0,97 (M, 6 H); XXMC:
m/z 463,6 (M+H)*.
Ycnosusa: DMF, B u E.
o 0, ‘H-sAMP (OMCO-d¢) &: 8,25 (c,
N}O—\QQ'\N 1H), 7,46-7,51 (M, 2 H),
Q % 7,36-7,44 (m, 2 H), 7,18~
150 HO 7,27 (v, 4 H), 6,43 (c, 1
VICXOnHEM MaTepuain: (4— H), 4,98 (c, 2 H), 4,78 (&m,
(xyopMeTmII) QeHmi) (4- J=4,0 T'u, 1 H), 3,96 (c, 4
TURPOKCUNUNEPUANH- 1~ H), 3,80 (c, 2 H), 3,71-
1J1) METaHOH 3,79 (M, 1 H), 3,33-3,57
(M, 1 H), 3,06-3,31 (M, 2
H), 1,78 (ymmp. c, 1 H),
1,70 (ymmp. c, 1 H), 1,35
(ymup. ¢, 2 H); XXMC: m/z
461,6 (M+H)*.
Ycnoeusa: DMF, A.
‘H-SAMP (XjopodopmM-d) &:
oﬁlﬁm 7,98 (c, 1 H), 7,26-7,35
Q/\Q o0 (M, 5 H), 7,17-7,25 (u, 4
155 f H), 6,50 (¢, 1 H), 4,78 (c,
VICXOOHE! MaTepuas: 2-xJop—1l-— 2 H), 4,05 (¢, 4 H), 3,77
[4- (penmnmern) —-1- (c, 2 H), 3,52-3,64 (M, 4
NMnepasyHMAI] 3TaHOH H), 3,51 (¢, 2 H), 2,38-
2,48 (M, 4 H); XXMC: m/z
460,4 (M+H) .
YcmoBusa: DMF, C.
o o. . ‘H-AMP  (IMCO-de) 3: 8,15 (c,
\©\N/\ Ol/jr\\_j@ 1 H), 7,20-7,26 (M, 6 H),
k’N\H 6,96-6,99 (M, 2 H), 6,41
154 ° (c, 1 H), 4,77 (c, 2 H),
VICXONHENI MaTepuas: 2-xJiop—1l- 3,96 (c, 4 H), 3,80 (c, 2
[4- (4-xmopdermn) -1~ H), 3,59 (yump. c, 4 H),
TUrepasyHniII] STaHOH 3,12-3,21 (M, 4 H); XXMC:
m/z 480,3 (M+H)"*.
YcnoBus: DMF, A.
‘H-sIMP (IIMCO-d¢) &: 8,10 (c,
1 H), 7,15-7,31 (M, 9 H),
O~ N 6,40 (¢, 1 H), 4,62-4,79
0N o) \ji) (M, 2 H), 4,21-4,35 (M, 1
155 N\“) H), 3,95 (¢, 4 H), 3,79 (c,
o 2 H), 3,70-3,77 (M, 1 H),
VICXONHBI MaTeprasy: 2-xJIop-1l- 2,93 (ymmp. c, 1 H), 2,51—
[4- (permmmerun) -1~ 2,57 (v, 2 H), 1,68-1,82
TIUIIEPUIOVHATI] STaHOH (M, 1 H), 1,48-1,67 (M, 2
H), 0,95-1,22 (M, 2 H);
KXMC: m/z 459,7 (M+H)*.

-9] -
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156

L Do
o=s
J\'O\'Ho S]
N
o
VicxomHelM MaTepuasn: 2-Xjop-1l-
(4- (beHMIICYJIBQOHMIT) IUIIePa3MUH—

1-mJ1) 3TaHOH

Ycnosusa: DMF, A.

H-SAMP (Xsiopopopm-d) &:
7,88 (¢, 1 H), 7,71-7,78
(M, 2 H), 7,59-7,65 (M, 1
H), 7,52-7,59 (M, 2 H),
7,18-7,24 (M, 4 H), 6,46
(c, 1 H), 4,71 (¢, 2 H),
4,03 (c, 4 H), 3,76 (c, 2
H), 3,70 (¢, 2 H), 3,67~
3,70 (M, 2 H), 2,98-3,11
(M, 4 H); XXMC: m/z 510,5
(M+H) *.

157

°Zf\0 YOI/Y\CQ

VicxomHelM MaTepuasn: 2-xjop-1l-

(4-TosMnnunepasuH-1-uj) 3TaHOH

Ycnosus: DMF, A.

H-AMP (IMCO-d¢) &: 8,07 (¢,
1 H), 7,59-7,65 (M, 2 H),
7,43-7,49 (m, 2 H), 7,17~
7,27 (M, 4 H), 6,38 (c, 1
H), 4,66 (c, 2 H), 3,94 (c,
4 H), 3,77 (¢, 2 H), 3,53
(ymup. ¢, 2 H), 3,47 (yuup.
c, 2 H), 2,93 (yump. c, 2
H), 2,87 (ymup. c, 2 H),
2,41 (c, 3 H); XXMC: m/z
524,6 (M+H)'.

158

0
O
[¢]
VicxonHel mMaTepuals: (4-
(xyopMmeTwnt) denmi) (3, 3—

omdTopaseTHaMH-1-1J1) METaHOH

Venosua: DMF, 85°C, E.
‘H-AMP (IMCO-d¢) &: 8,25 (¢,
1 H), 7,69-7,76 (M, 2 H),
7,46-7,60 (M, 2 H), 7,14-
7,29 (M, 4 H), 6,43 (c, 1
H), 5,02 (¢, 2 H), 4,82 (c,
2 H), 4,38-4,58 (M, 2 H),
3,96 (c, 4 H), 3,80 (c, 2
H); XXMC: m/z 453,4 (M+H)*.

159

Gy SO0
o KA

JVICXOIHE MaTepuall: 2-xJop-1l-
(4- (3- (MeTOKRCHUME TIJT) IMPUINH—

2-WJ1) nunepasmnE—1-mI) 5TaHOH

Ycnoeus: DMF, 80°C, D.
H-AMP  (Xuyopogpopm-d) &:
§,24-8,27 (M, 1 H), 8,06
(¢, 1 H), 8,02 (¢, 1 H),
7,71-7,74 (m, 1 H), 7,19-
7,25 (M, 4 H), 6,99-7,03
(M, 1 H), 6,54 (c, 1 H),
4,84 (c, 2 H), 4,43 (c, 2
H), 4,10 (c, 4 H), 3,83 (c,
2 H), 3,66-3,78 (M, 4 H),
3,43 (¢, 3 H), 3,14-3,25
(M, 4 H); XXMC: m/z 491,6
(M+H) *.

160

e}

’ o
VcxonHeli MaTepuals: (4-
(xs10pMeTIIT) eHmIT) (3—
TUIOPOKCUMMITEPUIOMH- 1~

WJ1) METaHOH

Venosua: DMF, 85°C, D.
H-AMP  (Xsopodopm-d) &
u/mine 7,59 (¢, 1 H), 7,38-
7,49 (m, 4 H), 7,16-7,25
(m, 4 H), 6,52 (c, 1 H),
5,09 (c, 2 H), 4,05 (¢, 4
H), 3,77 (¢, 2 H), 3,13-
3,64 (m, 3 H), 2,45-2,83
(m, 3 H), 1,76-2,02 (M, 2
H), 1,34-1,74 (M, 2 H);
KXMC: m/z 461,5 (M+H)*.

16l

o 0000,

VIcXOOmHENI MaTepmuas: (4—
(xyopMeTn) dennn) (3, 3—

ouoTopazeTMIMH-1-1J1) METAHOH

Vcioeua: DMF, 85°C, C.
H-SIMP (XJsopodopm-d) &:
7,62-7,68 (M, 2 H), 7,60
(c, 1 H), 7,47-7,54 (m, 2
H), 7,10-7,17 (m, 1 H),
6,88-6,94 (M, 2 H), 6,50
(c, 1 H), 5,12 (c, 2 H),
4,48-4,59 (M, 4 H), 3,96-
4,04 (M, 4 H), 3,75 (¢, 2
H); XXMC: m/z 471,5 (M+H)".
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162

o, oo E 0

Ucxonuent maTepman: (4-
(xyopMeTui) penmi) (3, 3—

nudTopaseTUIMH—1-J1) MeTaHOH

Yciosus: DMF, 85°C, C.
(IMCO-dg) d: 8,24 (c,
1 H), 7,68-7,78 (M, 2 H),
7,49-7,57 (m, 2 H), 7,07-
7,19 (M, 1 H), 6,80-6,87
(M, 1 H), 6,73-6,78 (M, 1
H), 6,42 (c, 1 H), 5,02 (c,
2 H), 4,66-4,91 (M, 2 H),
4,38-4,60 (M, 2 H), 3,83—
3,97 (m, 4 H), 3,78 (c, 2
H), 3,72 (c, 3 H); XXMC:
m/z 483,5

‘H-sMP

(M+H) .

163

o, ot T

VicxonHelt MaTepuan: (4-
(xy1opMeTI) denun) (3, 3—

ondropaseTuamMH—1-1J1) MeTaHOH

Ycnoeua: DMF, 85°C, C.
‘H-SMP (IMCO-de) &: 8,24 (c,
1H), 7,69-7,79 (M, 2 H),
7,50-7,56 (M, 2 H), 7,34
(¢, 1 H), 7,27 (¢, 2 H),
6,43 (c, 1 H), 5,03 (c, 2
H), 4,69-4,91 (M, 2 H),
4,51 (ymmp. c, 2 H), 3,90-
3,99 (M, 4 H), 3,77-3,85
(M, 2 H); XXMC: m/z 487,4
(M+H) *.

164

0,
NN
JMICXOmHEIT MaTepmai: 4-

(xnopmeTuyt) -1, 1' -6udpeHmnn

Ycnosusi: DMF, 85°C, E u A.
‘H-AMP (IMCO-d¢) &: 8,25 (c,
1H), 7,64-7,75 (M, 4 H),
7,43-7,54 (M, 4 H), 7,33-
7,41 (M, 1 H), 7,18-7,27
(M, 4 H), 6,43 (c, 1 H),
5,00 (¢, 2 H), 3,96 (c, 4
H), 3,80 (c, 2 H); XXMC:
m/z 410,7

165

Ycnosus: DMF, 85°C, E.
(IMCO-dg) d: 8, 64—
8,76 (M, 1 H), 8,20-8,37

‘H-AMP

Vicxonuent maTepman: 2-[4-

(x7opMeTMIT) beHWIT ] NIMPUONH

(M, 1 H), 8,06-8,19 (M, 2
H), 7,95-8,06 (M, 2 H),
7,87-7,95 (M, 1 H), 7,50-
7,70 (m, 2 H), 7,34-7,41
(m, 1 H), 7,17-7,26 (M, 3
H), 6,44 (ymmp. c, 1 H),
5,03 (ymmp. c, 2 H), 3,96
(ymmp. c, 4 H), 3,80 (ymmp.
c, 2 H); XXMC: m/z 411,3

166

POSSS
o
o

Os,

S

HN"k
Vcxonuent maTepman: 1-
(xJyopMeTHIIT) —4—

(3TMIICYJIE QOHMMMIOWIT) GEH30JT

Ycyosus: DMF, 80°C, C.

‘H-sIMP (Xsiopodopm—d) &:
7,95-7,99 (M, 2 H),
(c, 1 H),
H), 7,09-7,17 (M, 3 H),
6,98-7,02 (M, 1 H), 6,53
(c, 1 H), 5,16 (c, 2 H),
3,71 (¢, 2 H), 3,55 (c, 2
H), 3,12-3,22 (M, 2 H),
2,91-2,96 (M, 2 H), 2,80-
2,87 (m, 2 H), 2,68 (c, 1
H), 1,23-1,29 (M, 3 H);
KXMC: m/z 439,3

7,63
7,58-7,62 (M, 2

VICXOOHEII MaTepuall: 1-
(xyopmeTni) -2, 4-

o6uc (TpudTOopMeTIII) GEH30M

YcnoBusa: CsCO;, 1,4-
IMOKCaH, HarpeBaHMe C
OBpaTHEM XOJIOOMIIBHMKOM. ‘H—
SMP  (MeTaHon-d,) &: 8,17-
8,18 (M, 1 H), 8,11-8,14
(M, 1 H), 7,99-8,04 (M, 2
H), 7,20-7,25 (M, 4 H),
6,61 (c, 1 H), 5,30 (c, 2
H), 4,04 (c, 4 H), 3,88 (c,
2 H); XXMC: m/z 470,7
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YcioBusa: E.

‘H-AMP (IMCO-dg) &: 8,26 (c,

oA p 1 H), 815 (c, 2 H), 8,10-
{)/ 8,14 (M, 1 H), 7,86-7,99
8% N<:©\ o (M, 2 H), 7,62-7,66 (M, 2

168 R i H), 7,50-7,56 (M, 1 H),
JICKONHENT MaTepuan: 1- 6,45 (¢, 1 H), 5,07 (¢, 2
(x0pMeTIAIT) —4— H), 4,06 (c, 4 H), 3,84 (c,
(TUIICY T GOHUMUIONIT) BEHB0IT 2 H), 3,10-3,16 (M, 2 H),

1,06 (v, J=7,4 T'u, 3 H);
KXMC: m/z 470,4

Vcnosusa: DMF, 85°C, E.
tH-sMP (IMCO-dg) &: 8,39-
8,49 (M, 1 H), 8,23 (c, 1
o H), 7,81-7,90 (M, 2 H),
N
J\\/)AN 7,46-7,52 (M, 2 H), 7,14-
o o)
o, 7,29 (M, 4 H), 6,43 (¢, 1
169 NH
H), 5,02 (¢, 2 H), 3,95 (c,
VcxonHent MaTepuai: N-OyTmin-4- |4 H), 3,79 (c, 2 H), 3,21-

(xJOopMeTIII) GeH3aMu 3,30 (M, 2 H), 1,46-1,55

(M, 2 H), 1,28-1,38 (M, 2
H), 0,90 (e, J=7,3 T'uy, 3
H); XXMC: m/z 433,4 (M+H)*.

Ycnoeusa: DMF, B u E.

o 'H-AMP (IMCO-dg) 3: 8, 60—

m 8,63 (M, 1 H), 8,30 (c, 1
OWO No N H), 7,91-7,95 (M, 1 H),
170 | N =N %j 7,60-7,64 (M, 1 H), 7,18-

7,27 (M, 4 H), 6,44 (c, 1

H), 5,08 (c, 2 H), 3,96 (c,
4 H), 3,81 (c, 2 H), 3,01
(c, 3 H), 2,94 (c, 3 H);
XXMC: m/z 406,4 (M+H)".

VICXONHENI MaTepual: 6—
(xyopMeTn) -N, N—

IVMe TUITHUKO TUHAMALL

Ycnoeusa: DMF, C.
H-AMP (IIMCO-dg) &: 8,25 (c,
1 H), 7,62-7,75 (M, 3 H),

HN R o
o ° 7,29-7,38 (M, 2 H), 7,17-
L

171 o 7,29 (m, 3 H), 7,04-7,17
VicxonmHEMT MaTepmas: 4- (M, 1 H), 6,44 (c, 1 H),
(xy10pMeTMIT) —2—-pTOpOeH3aMmIL 4,96-5,05 (M, 2 H), 3,85-

3,97 (m, 4 H), 3,80 (¢, 2
H); XXMC: m/z 395,4 (M+H)'.

Ycnoeua: DMF, C.

N~ F o ~ H-SMP (IMCO-dg) §: 8,26 (c,
O)\Q\/O{LLQJ 1H), 7,17-7,30 (u, 6 H),
172 F (o] 6,44 (¢, 1 H), 5,05 (¢, 2
JICXOOHEW MaTepuan: 4- H), 3,96 (¢, 4 H), 3,80 (c,
(xstopmeTit) -3, 5-oudTop-N, N— 2 H), 2,98 (¢, 3 H), 2,9
O/Me TYIIOeH3 aMAT (c, 3 H); XXMC: m/z 441,4
(M+H) *.

IIpumep 4. N-((4-(((6-(M3ouHmOIMH-2-HIMETHN )-4-0Kc0o-4H-TTMpaH-3-1i1)OKCH )METHIT ) ITUKIIOTEKCHI) Me-
THI)MeTaHcynbhoHamua (coenuuenue 173)

0

wo. M
(] .o 3
(%) 8T v-ov’

5‘”“”‘ N
W, .
\ 7

K pactBopy S-ruapoxcu-2-(n3ounnonnH-2-unmernn)-4H-nupan-4-ona (0,10 r, 0,41 Mmons) 8 DMF (2 mu)
no6aBsmn  (4-(MeTHIICyIb(pOHAMUIOMETHII ) IUKIIOTeKcm)MeTunMerancynbonar (0,14 r, 0,45 mmomb) mn
K,CO; (0,12 1, 0,8 Mmmoup). Peakimonnyro cmech HarpeBanu npu 80°C B Tedenue 2 4. Cmech oxmaxaanu 1o KT,
nobasisu Boxy (10 mur) u mpoxykT 3kctparupoBanu EtOAc. OO0beinHEHHBIE 3KCTPAKTH MPOMBIBAIN BOJIOM,
cymmna Na,SOy4, GrIsTpoBany 1 BeIMapuBaiid. HeounmeHHBIH TpOTyKT OUXIIAIN KOJOHOYHOH XpoMaTorpadu-
eif ¢ TOJTydeHMeM yKa3aHHOTO B 3aronoske coexunenus (0,06 r). 'H-SIMP (400 MI'u, Xnopodopm-d) & u/mim
0,92-1,11 (m, 4H) 1,40-1,63 (M, 2H) 1,78-2,00 (M, 4H) 2,91-2,99 (M, 5H) 3,65 (&, J=6,46 T'u, 2H) 3,77 (c, 2H)
4,03 (c, 4H) 5,04 (yump. 1, J=6,31 I', 1H) 6,49 (c, 1H) 7,20 (c, 4H) 7,59 (c, 1H).

Crnenyromue COeIMHEHHUS TMOIYYIall B COOTBETCTBHH C METOANKOM, ONMCcaHHON Ut coenuHenus 173 npu-
Mepa 4, UCIOoNIB3Ys B KAUECTBE UCXOAHBIX COCIMHEHNH S-THIPOKCH-2-(M30MHI0IUH-2-miMeTn)-4H-nupan-4-oH
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w S-ruapokcu-2-((3,4-nurnaponzoxunonut-2(1 H)-mwa)mermn)-4H-nupan-4-o1 uian ero npousBoIHOE U JPY-
roi MOAXOASIIUIM UCXOMHBINM MaTepuasl. XapaKTepU3yIOIIHe JaHHbBIE, MCXOAHBI MaTepHal U BO3MOXHBIE OT-
KJIOHEHUsI B YCJIOBUSIX PEaKINK (PaCTBOPHUTEIb, TEMIIEPATYPa PEAKINHU, BPEMsI PEaKILUH, CTIOCOO OUHCTKH), €CIIH
TaKOBbIE NMEIOTCSI, YKa3aHbI B TAOIHIIE.

Hcnonp30BaHHBIE CIIOCOOBI OUUCTKH:

A=Kpucrannuzauus;

B=Komnonounast xpomarorpadmus;

C=0OcaxneHue B BOJIHOU cpejie;

D=Ilonynpenaparusnas BOXX;

E=TputypupoBanue;

F=06pazoBanue comnu;

G=Dbe3 nonomHUTENBHON OUUCTKH.

OTKJIOHEHUA yCJIOBWIA
i CTPpYyKTypa M MCXOOHEM MaTepuall peakumu /
H-AMP (400 MIm) /EXMC
Yenoeus: 50°C.
o F o - IH-AMP (Xjopodopm—d) &:
~ )L@\/O @ 7,64 (c, 1H), 7,21 (c,
Vo {LN 4H), 7,03 (m, 2H), 6,53
174 F o (¢, 1H), 5,09 (c, 2H),
JMICXOOHB MaTepual: 4- 4,05 (c, 4H), 3,78 (c,
(myMeTHnKapbamomi) -3, 5— 1H), 3,77-3,79 (u, 1H),
IudpTopbeH3MIMeTaHCYIbdoHAT 2,94 (c, 3H). XKXMC: m/z
44,5 (M+H)
Ycmosua: 90°C.
¢! IH-AMP (Xjopodopm—d) &:
Ov{\}"\h 7,59 (¢, 1H), 7,20 (c,
O\\QN"O—/ \b 4H), 6,47 (c, 1H), 4,03
176 k,) (c, 4H), 3,77 (c, 2H),
Vcxonuemt MaTepuan: (4-((1,1- 3,67 (m, 2H), 3,10-3,27
IOVOKCUION30THASOJIUIUH-2— (M, 2H), 2,83-2,86 (M,
1I1) MeTIT) HUKJIOTeKCuil) MeTiMeTan | 2H) , 2,27-2,39 (M, 2H),
cyabpoHaT 0,88-2,01 (M, 10H). XXMC:
m/z 473,6 (M+H)'.
VejgosuA: IOMCO, 100°C.
O “ H-AMP (Xsiopodopm—d) &:
P NG (SN 7,66 (c, 1H), 7,17-7,25
o@,a@f = (M, 4H), 6,52 (c, 1H),
| 4,25 (ymmp. c, 2H), 4,09
i Vcxomment MaTepman: ((1R,3r,5S)- | (¢, 4H), 3,90 (m, 2H),
8- (MeTUJICYJIbQOHMII) —8— 3,82 (c, 2H), 2,91 (c,
azabuuukio[3.2.1]okTan—3- 3H), 2,05-2,37 (M, BH),
WJI) METUJIMeTaHCyIbdoHaT 1,66-1,82 (M, 4H)
KXMC: m/z 445, 6 (M+H) .
VeaoBuA: IMCO, 100°C.
o H-AMP (Xsopodopm—d) &:
) }A 7,61 (¢, 1H), 7,23 (ymmup.
4/ PN han 7, 4H), 6,54 (c, 1H),
-~~o> .‘..,..ij AK/\\ 4,15 (c, 4H), 3,87 (c,
178 w7 2H), 3,64-3,71 (M, 4H),
VicxopHENM MaTepman: (lr,4r)- 2,20-2,35 (w, 1H), 2,01
e (ymmp. m, 5H), 1,79-1,92
( { (MeTMUIICYITE QOHWII) OKCHM) ME TWJII) 1T (v, 1H), 1,38-1,56 (u,
KJIOTeKCaHKapBOKCUIaT SH), 0,98-1,17 (m, 2H).
KXMC: m/z 398,1 (M+H)
[s} Ycnosua: OMCO.
179 Ol@'ﬂh{ H-AMP (Xsopodopm-d) &:
"\\gf',fy 7,60 (c, 1H), 7,09-7,17
;N (M, 3H), 6,98-7,01 (M,
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JMcxomHewt mMaTepuas: 4-

(MeTaHCyJIE QOHUIIOKCUME TIT) — 1~

MeTaHCYJIbOOHWINUNePUIOVH

1H), 6,50 (c, 1H), 3,85
(yump. n, 2H), 3,74 (&,
2H), 3,71 (c, 2H), 3,56
(c, 2H), 2,91-2,96 (M,
2H), 2,81-2,86 (M, 2H),
2,79 (c, 3H), 2,69 (M,
2H), 2,00 (ymmp. &n, 3H),
1,43 (ymmp. M, 2H). XKXMC:
m/z 433,4 (M+H)"*

180

Vicxonuet MaTepuasi: (1-
OKCOUBOMHIOJMH—5—

1) METHMJIME TaHCYJIbQOHAT

Vcrnoeua: KT, E (B 2-
nponaHosie) u B. *H-AMP
(Xsnopopopm-d) &: 7,88 (m,
1H), 7,59-7,64 (M, 2H),
7,49 (m, 1H), 7,16-7,24
(m, 4H), 6,52 (c, 1H),
6,15 (ymmp. c, 1H), 5,18
(c, 2H), 4,46 (c, 2H),
4,04 (c, 4H), 3,76 (c,
2H) . XXMC: m/z 389,4
(M+H) *

181

@m@

JVICXOnHBII MaTepuas:

(nuMeTUIKapGaMoMIl) NUInepnauH—4-

WJ1) ME TMIIME TaHCYJIbQOoHaT

Yenoena: 60°C.

H-AMP (Xjopodopm-d) &:

7,59 (¢, 1H), 7,13 (M,

1H), 6,85-6,95 (M, 2H),
6,48 (c, 1H), 4,02 (c,

2H), 3,99 (c, 2H), 3,76
(c, 2H), 3,66-3,74 (M,

4H), 2,82 (c, 6H), 2,78
(ymmp. nm, 2H), 2,01-2,13
(m, 1H), 1,83-1,90 (M,

2H), 1,23-1,36 (M, 2H).
KXMC: m/z 430,5 (M+H)*

182

%’(}'N@\/O{jy ,@

JVICXOIHEIT MaTepuall: TpeT—0yTui-—

Ycrnoeua: 60°C.
H-AMP (Xsopodopm-d) &:
7,60-7,67 (M, 1H), 7,21

3-

( ( (MeTmIICYJIEQOHMII) OKCH) METIJI) TN

ppommanH-1-kapbokcuiaT

(m, 4H), 6,49 (c, 1H),
4,04 (c, 4H), 3,80-3,92
(m, 2H), 3,77 (c, 2H),
3,58 (ymmp. m, 1H), 3,27-
3,52 (M, 2H), 3,18 (yump.
M, 1H), 2,65-2,77 (M,
1H), 2,00-2,14 (M, 1H),
1,65-1,88 (M, 1H), 1,44-
1,51 (M, 9H). XXMC: m/z
427,5 (M+H)*

183

Lady 5

Vcxonuet mMaTepuan: (1-

(ImvMe TUITKapGaMONIT) IUPPOJIMANH =3~

W) METUJIME TAHCYJIbGOHAT

Yeciosus: 60°C.

‘H-SAMP  (Xsopodopm-d) &:
7,61-7,65 (m, 1H), 7,15-
7,25 (m, 4H), 6,49 (c,
1H), 4,04 (c, 4H), 3,81-
3,94 (M, 2H), 3,77 (c,
2H), 3,56 (m, 1H), 3,36-
3,50 (M, 2H), 3,29 (M,
1H), 2,84 (c, 6H), 2,62-
2,74 (m, 1H), 2,01-2,12
(M, 1H), 1,74 (m, 1H).
KXMC: m/z 398,5 (M+H)*

184

oLy

VcxopnHelii mMaTepuan: (1-

(MeTMIICYJIb QOHWMIT) IUITePUIuH—4—

WJT) METUJIME TAHCYJIb QOHAT

H-AMP  (Xsiopodopm-d) &:

7,60 (¢, 1H), 7,50 (m,

1H), 7,46 (c, 1H), 7,31
(m, 1H), 6,49 (c, 1H),

4,09 (c, 4H), 3,82-3,90
(m, 2H), 3,79 (c, 2H),

3,74 (m, 2H), 2,79 (c,

3H), 2,69 (M, 2H), 1,96-
2,08 (M, 3H), 1,36-1,49
(M, 2H). XXMC: m/z 487,5
(M+H) *.
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Ycaoeus: 50-80 °C, C.
H-AMP (Xsopodopm—d) &:
o”s 7,60 (c, 1 H), 7,21 (m, 4
O\/ H), 6,49 (c, 1 H), 4,04
185 \dj\/@ (c, 4 H), 3,85 (M, 2 H),
VICXOnHEDT MaTepma: 3,78 (¢, 2 H), 3,75 (n, 2
(MeTuUIICYJIE QOHMIT) MUNIePUANH—4— H), 2,79 (c, 3 H), 2,69
WJ1) METUIIME TAHCYJIb QOHAT (rn, 2 H), 2,00 (v, 3 H),
1,43 (M, 2 H); XXMC: m/z
419,3 (M+1)*,
Ycnoeus: 60-80 °C.
H-AMP (Xyopodopm-d) &:
7,60 (¢, 1 H), 7,13 (M, 1
o\ﬁ\“ . H), 6,91 (M, 2 H), 6,48
(:l\/o <> (c, 1 H), 4,02 (ymup. c,
186 \f:j\/“ F 2 H), 3,99 (ymmp. c, 2
VcxonHemt MarTepmai: (1- H), 3,86 (ymp. n, 2 H),
(MeTUIICYJIE QOHWIT) MUIePUIVH-4— 3,75 (M, 4 H), 2,79 (c, 3
WJI) METUIJIME TAHCYJIbQOHAT H), 2,69 (ymp. 7, 2 H),
2,00 (ymuup. m, 3 H), 1,43
(M, 2 H); XXMC: m/z 437,3
(M+1) ",
Vecyoeua: C u E (Et,0—
EtOH) .
‘H-SIMP  (Xjopodopm-d) &:
A}? 7,60 (c, 1 H), 7,21 (m, 4
d/s‘r\O\/ H), 6,49 (c, 1 H), 4,04
fﬁ\//@ (c, 4 H, 3,86 (ymmp. m,
187 2 H), 3,77 (¢, 2 H), 3,74
VICXOnHEI MaTepual: (m, 2 H), 2,84 (rm, 2 H),
(umxJTonponwiICyyibQoHMIT) munepuamH | 2,27 (rr, 1 H), 2,01 (M,
—4-uJ1) MeTUIIME TAHCYJIbQOHAT 3 H), 1,42 (xB,m, 2 H),
1,18 (m, 2 H), 0,99 (M, 2
H); XXMC: m/z 445,5
(M+1)*,
‘H-SIMP  (Xnopodopm-d) 5t
ﬂs”o 7,60 (¢, 1 H), 7,21 (m, 4
OP'O\/ o H), 6,49 (c, 1 H), 4,04
0\@'@ (c, 4 H), 3,86 (yuup. m,
188 2 H), 3,77 (¢, 2 H), 3,74
VicxonmHewt MaTepuan: (1- (o, 2 H), 2,96 (kB, 2 H),
(3TMIICY b QOHMIT) MUIepruaMH—4— 2,81 (vm, 2 H), 2,00 (M,
1) ME TMIIME TAHCYJIE QOHAT 3 H), 1,37 (M, 5 H);
KXMC: m/z 433,3 (M+1)*,
‘H-AIMP (XJsiopodopm—d) &:
7,60 (¢, 1 H), 7,13 (M, 1
o H), 6,91 (M, 2 H), 6,48
4
OI\NO\/ (c, 1 H), 4,03 (¢, 2 H),
ﬁv@ 4,00 (c, 2 H), 3,86
189 (ymmp. 1, 2 H), 3,77 (c,
VICKOIHEIT MaTepyal: 2 H), 3,73 (m, 2 H), 2,96
(3TMIICY b YOHMIT) IUIIEePUIH—4 — (x8, 2 H), 2,81 (mm, 2
WJI) METUJIME TAHCYJIbOOHAT H), 2,00 (M, 3 H), 1,37
(M, 5 H); XXMC: m/z 451,3
(M+1)°
Ycnoeua: C. ‘H-SIMP
(Xnopodopm-d) &: 7,60 (c,
1 H), 7,13 (mm, 1 H),
A\s? 6,91 (M, 2 H), 6,48 (c, 1
01’\'0\/ H), 4,02 (c, 2 H), 3,99
190 \dj\/dj (c, 2 H), 3,86 (yump. o,
VICXORHEI MaTepuas: 2 H), 3,76 (e, 2 H), 3,74
(LMKJIONPONMIICY L GOHMUIT) MUNEPUIUH (m, 2 3), 2,83 (ra, 2 1),
—4-1J1) MEeTMIIME TAHCYJIbDOHAT 2,27 (w1 H), 2,00 (
3 H), 1,42 (m, 2 H), 1,17
(m, 2 H), 0,98 (M, 2 H);
KXMC: m/z 463,4 (M+1)*,
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191

VicxonHEM MaTepuaJt: (4-MeTmi—1-
(MeTmIICY b QOHMIT) IUIIEePUOUH— 4~

W) METUIJIME TAHCYJIEQOHAT

Ycnoeua: JIMCO,
MUKPOBOJIHOBEI DPeakTop
80°C. 'H-sMP
d) &: 7,63
4 H),

(Xsopodopm—
1H), 7,21
1 H),
(c, 2
3,47

(c,
(M, 6,48
4,04

H),

(c,
4 H), 3,77
(c, 2 H),
3,15

(c,
3,69
2 H),
2,83

(g, (oom, 2

3 H), 1,78
1,62 (mmm, 2
(c, 3 H); XXMC:

(M+1) ",

H), (c,
(nom, 2 H),
H), 1,12

m/z 433,4

192

%&@

VICXOIHEIT MaTepual:
(aTmncynedonmi) —4-
MeTUIINUIePUINH—4—

MJT) ME TMIIME TaHCY JIb QOHAT

YcnoBus: IMCO,
MVUKPOBOJIHOBE pPeakTop
80°C. 'H-sAMP
d) &: 7,63
4 H),
(c,
3,68
2 H),

(Xsopodopm—

1H), 7,21

1 H),
(c, 2

3,50

2 H),

(c,
6,48
4 H),
(c, 2
3,20
2,98 (M, 2 H),
2 H), 1,59 (m,
(M, 3 H), 1,12
KXMC: m/z 447,4

(M,
4,04

(c,

3,77
H), H),
(M, (M,
1,74 (mom,
2 H), 1,38
(c, 3 H);

(M+1)*

193

"o o

VICXONHEIA MaTepual: (3-TUOpOKCU—
1- (MeTUICYJbGOHNIT) MUIIePUOUH-4—

1) MeTUIIME TaHCYJIb QoHAT

‘H-AMP
7,81
H),

(Xmopopopm—-d) &:
1H, 7,21
(m, 1 H),

4,05

(M, 4
4,22
4 H),
2,50-

(m,
6,55
(M, 1 H),
3,70-3,93
2,98

(o,
5 H),
1,4- 2,1
(M, 1 H);

(M+1) *

(859

(c, 5 H),
(m, 4 H), 0,87
KXMC: m/z 435,3

194

s.N.wQ\/ {\)\/(p

(bopmmar)
McxonHeli Marepman: (l-okcumo-1-
(To3uIMMMHO ) TeTparuapo—2H-
TUonupaH—4-

WJ1) Me TUJIME TAHCYJIb GOHAT

‘H-sIMP
8,09
2 H),
7,28
7,23
1 H),
3,91
3,87
3,80

Yenopua: 70°C.
(Xmopodopm—-d) &:
1 H), 7,86

7,67

(c,
(nm,
1 H),
2 H),

(m,
(ymup. 1,
4 H), 6,55
(ymmp. 1,
(ymmp. 1,
(ymmp. 1,
2 H), 3,72
H), 3,36
1 H),
2,32 (M,
H), 1,98
m/z 543,7

(m, 4,13
4 H),
1 H),
2 H), (nm,
(ymup. m, 1
(M, 1 H), 3,14
2,40 (M, 5 H),
1 H), 2,09 (M, 1
(M, 1 H); XXMC:
(M+1)

(M,

195

JMlcxonHBIM MaTepuali: 4-
(MeTaHCyJIbGOHMIIOKCUME TUIT) —1—

MeTaHCYJIbOOHMUIITUIIEPUINH

IMCO, 60°C.
H-SMP  (Xnopodopm-d) &:
7,62 1H), 7,26-7,17
6,47 1H),
3,90-

Yciosus:

(e,
(M, 4H),
4,06-3,95
3,83
2H),
(c,
2H),
1,52

(c,
4H) ,
2H), 3,74
3,65 (m, 1H),
3H), 2,73-2,66
2,04-1,98 (M, 3H),
3H), 1,45-1,40
KXMC: m/z 433,6

(1,
(M, (m,
2,79

(M,

(m,
(M, 2H);
(M+1)

196

VICXOMHEIM MaTepuas: (TeTparmnupo—
2H-Tuonmpan—4-

WJIT) Me TUJIME TAHCYJIB GOHAT

Ycioeua: IMCO, C.
(Xmopopopm—-d) 5:
1H), 7,21 (c, 4
(c, 1 H), 4,04
3,77 2 H),

2,67

‘H-SMP
7,59
H),

(M,
6,49
4 H),

(yuup. &,
4 H), 2,20
1,94

(c,
3,67

(c,
2 H),
(ymmp. 1,

1 H), 1,46

(M,

2 H), (M,
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(M, 2 H); XXMC: m/z 358,8
(M+1)*,
Ycmosus: IMCO, 60°C, G.
H-AMP (IMCO-d¢) &: 8,14
0& (c, 1H), 7,17-7,26 (u,
I 4H), 6,38 (c, 1H), 3,95
>r°wr“0/V o ~§
o (c, 4H), 3,88-3,96 (M,
197 | Mcxomuent mMaTepuan: tper-Gytmn- |2H), 3,86 (r, 2H), 3,78
4-(2- (c, 2H), 2,56-2,82 (M,
( (MeTmIICyIBOOHMIT) OKCK) 3Twn) iune | 2H), 1,53-1,72 (M, SH),
puanH-1-KapBoKcuIaT 1,39 (¢, 9H), 0,95-1,09
)M, 1H). XXMC: m/z 455,8
(M+H) *
Ycnoeusa: IMCO, 60°C, C.
‘H-SAMP (Xsopogopm-d) &:
7,61 (1H, c), 7,17-7,24
o 9 (M, 4H), 6,49 (c, 1H),
Q\S,O/V \d}\/'@ 4,04 (c, 4H), 3,94 (c,
/\‘o 2H), 3,76-3,84 (M, 2H),
198
VicxomHeM MaTepual: 2-(1- 3,78 (m, 2H), 2,76 (c,
(MeTUIICYJTE DOHMIT) TUMepUOVH—4— 3H), 2,66 (rm, 2H), 1,83~
WIT) STUIIME TaHCY b bOHAT 1,90 (m, 2H), 1,68-1,82
(m, 3H), 1,29-1,42 (M,
2H) . XXMC: m/z 433,8
(M+H) *
Ycnoeua: IOMCO, 60°C.
o H-AMP (Xsiopodopm-d) &:
7( N ° 7,63 (c, 1H), 7,17-7,24
O...,/O\[lj\/@ (v, 4H), 6,49 (c, 1H),
o ~N 4,04 (c, 4H), 3,80-3,92
199
VcxonHelt MaTepuaii: (R)-Tper— (m, 2H), 3,77 (c, 2H),
Oy TmII—3— 3,58 (mm, 1H), 3,27-3,53
( ( (MeTwsicynsboHw) okcu) MeTwt) u | (M, 2H), 3,18 (mm, 1H),
pposmanH-1-kapOokcuiaT 2,63-2,80 (m, 1H), 2,01-
2,17 (m, 1H), 1,68-1,92
(M, 1H), 1,46 (c, 9H).
XXMC: m/z 427,7 (M+H)*
Ycnoeua: IMCO.
'H-AMP (Xnopodopm—d) J:
0‘60 7,63 (c, 1H), 7,17-7,24
KON ° (v, 4H), 6,49 (c, 1H),
O\,Of‘]\/@ 4,04 (c, 4H), 3,80-3,92
o N (M, 2H), 3,77 (¢, 2H),
200
JicxomHEt MaTepwman: (S)-Tper— 3,58 (mm, 1H), 3,27-3,53
Sy Tri-3— (M, 2H), 3,18 (om, 1H),
( ( (MeTuIICyJIBQOHMIT) OKCH) MeTHsT) 1t | 2,63-2,80 (M, 1H), 2,01-
pposmManH-1-KapOoKCMIIaT 2,17 (m, 1H), 1,68-1,92
(m, 1H), 1,46 (c, 9H).
KXMC: m/z 427,7 (M+H)*
Ycnosusa: IMCO.
‘H-AMP (Xsnopodopm—d) &:
0. .0 7,63 (c, 1H), 7,17-7,24
>( Y (M, 4H), 6,48 (M, 1H),
N o
E)\/o 4,04 (c, 4H), 3,90-4,02
\E‘ﬁ\/N : (ymup., 1H), 3,75-3,85
201 o (m, 3H), 3,77 (m, 2H),
VicxonHelt MaTepualsi: (S)-Tper—
2,67-3,02 (M, 2H), 1,98-
Sy Tmin—-3—
2,11 (m, 1H), 1,82-1,96
( ( (MeTWICYJIbQOHWMIT) OKCH) METWUIT) T
(M, 1H), 1,59-1,77 (M,
nepuavH-1-KapBoKCuIaT
2H), 1,45 (c, 9H), 1,31-
1,42 (M, 1H). XXMC: m/z
441,9 (M+H)*
>r0 0 Ycnoeua: IIMCO, C.
N. o ‘H-AMP (Xsnopodopm—-d) &:
Q.,,/O\(“j\/ 7,63 (c, 1H), 7,17-7,24
-
o N (v, 4H), 6,48 (v, 1H),
202
WcxonHent maTepuan: (R)-Tper- 4,04 (c, 4H), 3,90-4,02
GyTun-3— (ymup., 1H), 3,75-3,85
( ( (MeTmncyss@onm) okeu) Mernn) mu | (M, 3H), 3,77 (m, 2H),
nepuauH-1-xapBokcuiaT 2,67 -3,02 (M, 2H), 1,98-
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2,10 (m, 1H), 1,82-1,96
(M, 1H), 1,6-1,76 (M,
2H), 1,45 (¢, 9H), 1,31~
1,42 (M, 1H).

KXMC: m/z 441,7 (M+H)*

203

o
0.
NSANY
>°Y 0
o

VicxonHBDI MaTepual: TpeTr-—OyTui—
4-
( (MeTMIICYJIE GOHMIT) OKCM ) AT PUIOMH

-1l-rapGokcunaT

YcnoBusa: IMCO.

'H-AMP (Xsopodpopm-d) d:
7,71 (¢, 1H), 7,18-7,24
(M, 4H), 6,49 (M, 1H),

4,48-4,56 (M, 1H), 4,05
(c, 4H), 3,77-3,85 (M,

2H), 3,78 (m, 2H), 3,15
(aom, 2H), 1,87-1,96 (M,
2H), 1,61-1,72 (M, 2H),
1,46 (c, 9H).

KXMC: m/z 427,8 (M+H)*

204

73
S

VicxonOHblM MaTepuas: umc-— (4-
((rper—
Gy TOKRCUKAPOOHMIT) aMVHO ) LMKJIOTIEHT

—2-eH-1-WI) MeTuJIMe TaHCyJIbQoHaT

Venosua: 60°C.

*H-SIMP (Xmopodopm-d): &
7,54 (c, 1H), 7,17-7,24
(m, 4H), 6,48 (M, 1H),
6,02 (ymmp. m, 1H), 5,80-
5,87 (m, 1H), 5,72-5,80
(M, 1H), 4,76-4,91 (M,
1H), 4,03 (c, 4H), 3,73-
3,85 (M, 2H), 3,76 (c,
2H), 2,99-3,08 (ymmp.,
1H), 2,5-2,62 (M, 1H),
1,50-1,58 (M, 1H), 1,48
(c, 9H). XXMC: m/z 439,5
(M+H) *

205

VicxonHemt MaTepuan: (1-

Yenoeusa: IMCO, G.
'H-SIMP (Xnopodopm-d) : &
7,60 (c, 1H), 7,19-7,23
(m, 1H), 7,05-7,10 (M,
2H), 6,48 (c, 1H), 4,05

(MeTMIICY B QOHMIT) IUNepuansE—4—

WJI) METMJIMETAHCYJIbQOHAT

(ymup. c, 2H), 4,03
(ymmp. c, 2H), 3,92-3,89
(m, 2H), 3,77 (¢, 2H),
3,74 (m, 2H), 2,79 (c,
3H), 2,69 (rm, 2H), 1,96-
2,08 (m, 3H), 1,36-1,50
(M, 2H); XXMC: m/z 504,0
(M+H) *

206

o
o o)
VcxonHeli MaTepman: 2—(1-

aleTWInMnepuauH—4-

WJT) 3TUJIMEeTaHCYJIbQoHaT

Ycnoeua: D. 'H-AMP (OMCO-
de) O5: 8,16-8,28 (M, 1
H), 8,14 (c, 1 H), 8,14
(c, 1 H), 7,18-7,26 (M, 4
H), 6,38 (c, 1 H), 3,95
(c, 4 H), 3,84-3,90 (M, 2
H), 3,78 (c, 2 H), 2,98
(¢, 2 H), 1,97 (¢, 3 H),
1,56-1,78 (M, 5 H), 0,82-
1,22 (M, 2 H); XXMC: m/z
397,5 (M+H)".

207

0O,
I
O 0.
e} o N
v

VICXOMHBIA MaTepuan:
1- (MeTaHCyJIbQOHWIT) IMIIePUINH—4—

WMJI) METHUJIMETaHCYIbdoHAT

Ycnosus: 85°C, D.

1H-AMP (IMCO-d¢) &: 8,16
(c, 1 H), 8,15 (¢, 2 H),
8,10-8,14 (M, 1 H), 7,50~
7,56 (M, 1 H), 6,41 (c, 1
H), 4,06 (c, 4 H), 3,82
(c, 2 H), 3,70-3,74 (M, 2
H), 3,54-3,63 (M, 4 H),
2,85 (¢, 3 H), 2,66-2,78
(M, 3 H), 1,83-1,88 (M, 2
H); XXMC: m/z 464,4
(M+H) *.

208

0,
N
VOO
o=}
o
/s

Ycnoeus: 85°C.

‘H-AMP (IMCO-d¢) &: 8,15
(c, 1 H), 7,17 (c, 2 H),
7,07-7,13 (v, 1 H), 6,38
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VlcxomHent MaTepuali: 1-—
(MeTaHCyJIEOOHWI) MUIIePUANH— 4~

WJT) Me TUIIME TAHCYJIb QOHaT

(c,
H),
3,75
(M,
H),
2,77
(M,

H),

1 H),
3,717
(M,
1 H),
2,85
(M,

3 H),

1,26-

3,88-3,95 (M, 4
(c, 2 H), 3,69-
2 H), 3,60-3,62
3,56-3,62 (M, 1
(c, 2 H), 2,64~
3 H), 2,44-2,46
1,81-1,90 (M, 3
1,33 (M, 2 H);

KXMC: m/z 465,6

Venosua: D. ‘H-AMP (OMCO-
dg) &: 8,15 (¢, 1 H),
o, . o 6,81 (c, 2 H), 6,37 (c, 1
O/\Dj;ja/\kgjj:o) H), 5,97 (c, 2 H), 3,84
ojﬁ’“ (¢, 4 H), 3,75 (¢, 2 H),
209 ° 3,70-3,74 (M, 2 H), 3,55-
VICXOOHEM MaTepuas: 1- 3,61 (M, 3 H), 2,85 (c, 2
(MeTaHCyJIbQOHNMIT) IUITePUANH—4— H), 2,68-2,76 (M, 2 H),
1) ME TMIIME TAHCYJTb QOHAT 1,78-1,91 (M, 3 H), 1,18-
1,36 (M, 2 H); XXMC: m/z
463,3 (M+H)*.
YesoBus: E. ‘H-SIMP
(Xsnopodopm-d) &: 7,60 (c,
OI?/\T:EIF 1H), 6,96-7,04 (v, 2 H),
OAD © i 6,47 (c, 1 H), 3,99 (c, 4
Oy N
210 /(,i H), 3,80-3,91 (M, 2 H),
VicxonHel MaTepuan: 1- 3,71=3,79 M, 4 H), 2,79
(MeTaHCyJIEQOHMI) MUIIePUANH—4— (e, 3 H), 2,64-2,75 (M, 2
WJT) MeTUIIMe TaHCYJIb QOHAT H), 1,95-2,07 (», 3 H),
1,35-1,50 (M, 2 H); XXMC:
m/z 455,4 (M+H)*.
O Ycnosua: E. H-SIMP (IMCO-
PN L/_.\©/ de) &: 8,15 (¢, 1 H),

211 0;§JO/\ 7,10 (¢, 1 H), 7,05 (c, 1
o H), 6,99-7,03 (M, 1 H),
VIcXOnHE MaTepuain: 1-— 6,38 (c, 1 H), 3,90 (c, 4
(MeTaHCYJIEQOHMII) MUNePUONH—4— H), 3,77 (¢, 2 H), 3,70~
WJI) METUIIME TAHCYJIEQOHAT 3,74 (M, 2 H), 3,55-3,60

(m, 2 H), 2,85 (c, 3 H),
2,69-2,76 (M, 2 H), 2,28
(c, 3 H), 1,80-1,88 (M, 3
H), 1,24-1,35 (M, 2 H);
KXMC: m/z 433,7
Ycnosusa: IMCO, 100°C, E.
H-sIMP (JIMCO-d¢) O: 8,16
o. . (c, 1 H), 7,17-7,24 (M, 4
ITOK\@ H), 6,39 (¢, 1 H), 3,86
\E/O/\o (c, 2 H), 3,68-3,76 (M, 4
212 | o H), 3,54-3,64 (M, 2 H),
VicxonHeli MaTepuas: 1- 2,85 (c, 3 H), 2,68-2,76
(MeTaHCyJ b QOHMIT) MUNePUIH—4— (M, 2 H), 1,81-1,88 (M, 3
1) MeTMIIME TaHCYJIbYOoHAT H), 1,27-1,36 (M, 2 H),
1,26 (c, 6 H); XXMC: m/z
447,3
Ycynoeusa: IMCO, E.
H-sIMP (JIMCO-d¢) &: 8,13
[o} (c, 1 H), 7,18-7,27 (M, 4
OD)/\N H), 6,39 (c, 1 H), 3,95
ot\S‘"O/\/, ‘b (c, 4 H), 3,75-3,85 (M, 4
213 o H), 3,51-3,57 (M, 2 H),
VcxonHeii MaTepuan: 3—(1- 2,84 (c, 3 H), 2,62-2,69
(MeTmIICYJBQOHMIT) IMnepunmH—4— (M, 2 H), 1,65-1,82 (M, 5
WIT) IPONMJIME TAHCYJIbQOHAT H), 1,33-1,37 (M, 2 H),
1,11-1,20 (M, 2 H); XXMC:
m/z 447,8
0, Ycanoeusa: IMCO, D.
OHAN ‘H-SMP (IMCO-dg) &: 8,45-
NO/\// % 8,48 (M, 2 H), 8,15-8,17
214
VicxonHel1 MaTepuasi: 4- (v, 2 H), 7,19-7,29 (M, 7
MeTaHCYIBbOHAT—4— H), 6,40 (c, 1 H), 3,94~
3,97 (M, 5 H), 3,78-3,81

NUPUOVIHIIPONIAHOJI
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(M, 3 H), 2,71-2,76 (M, 2
H), 1,97-2,08 (M, 2 H);
KXMC: m/z 363,3

Ycnosusi: OMCO, 100°C, B.
tH-AMP (IMCO-dg¢) &: 8,12
OH
OI?(\N (c, 1H), 7,90-8,01 (M,
O/\O O cFs 3H), 6,99 (m, 1H), 6,35
o o
214 0:§-N (c, 1H), 5,97 (m, 1H),

|
a 4,39-4,72 (M, 2H), 3,70
JIcXOOHEII MaTepmai: 4-—

(m, 2H), 3,52-3,57 (v,
4H), 2,85 (¢, 3H), 1,64-
1,90 (M, S5H);
KXMC: m/z 517,2 (M+H)*.

(MeTaHCyJIbOOHMIIOKCUMEe TIIT) —1—

MeTaHCYJIbbOHMIIINAIIEPUIMH

Vemnosusa: DMF, 90°C, D.
H-MP (IMCO-ds) &: 8,13
o (c, 1H), 7,85-8,06 (m,
= N
o \OO@CFJ 3H), 6,36 (c, 1H), 4,66-
o_f.s?,N 4,71 (q, 2H), 4,60-4,64

214
! (M, 2H), 3,68 (m, 2H),

JICXONHEN MaTepman: 4- 3,56 (ymp. m, 2H), 2,84
(MeTaHCYJIbQOHMIIOKCHMETIIT) —1— (c, 3H), 2,67-2,73 (m

’ ;2 ’ ’
MeTaHCYJIbQOHUIIUIIEPUIIH 2H), 1,81 (ymmp. z, 3H),

1,21-1,31 (M, 2H)
KXMC: m/z 501,2 (M+H)*.

Vcnosua: DMF, 90°C, D.
H-SMP (IIMCO-d¢) 3: 8,13
o (c, 1H), 7,85-8,06 (M,
o
STON 3H), 6,36 (c, 1H), 4,66
~-0 CF,
) ° 4,71 (M, 2H), 4,60-4,64
03N

1 (M, 2H), 3,68 (m, 2H),

214

VIcXOOHEL MaTepuai: 4-— 3,56 (ymmp. m, 2H), 2,84
(MeTaHCyJIbGOHMIIOKCUME THIT) —1— (c, 3H), 2,67-2,73 (M,
MeTaHCYJIbQOHUIIINIIE PUINH 2H), 1,81 (ymmp. m, 3H),

1,21-1,31 (M, 2H);
KXMC: m/z 501,2 (M+H)".

IIpumep 5. 2-(M3omnmonuu-2-unmetnn)-5-((1-(mupponuana- 1 -kapOoHU ) TUIepuaAnH-4-11)MeTokcn )-4H-
nipan-4-oH (coequHenue 215)
(o]

.’ﬁ'\» P o
‘\/\ N7 HO., i
e i\,«j\‘} 0 Hi SRg
1 N - "0

O
L0 'S
i N \E))K}L
5 o™
N,
\\ J‘! 7
- 3

R/

K pactBopy 5-runpoxcu-2-(n3ousponun-2-unmmeTnn)-4H-mupan-4-ona (0,20 1, 0,82 mmons) B DMF (4 mur)
nobasnsn (1-(mupponuanH-1-kapOonmn) numnepuanH-4-un) MmeTui-4-metunbdensoncymnbdponar (0,30 r, 0,82
mMmois) 1 K,CO; (0,25 1, 1,8 MMois). Peaknmonnyro cmeck HarpeBanu npu 80°C B TeueHue 2 4. CMech 0Xi1ax-
nanu 1o KT. Jo6asmsum Bogy (10 mur) u nmpoxykt skcrparupoBaiid EtOAc. O0benMHEeHHbIE SKCTPaKThI TIPOMBI-
BaJIM BOJOH, cymmii Na,SO4, GUIbTpOBaM M BhIMapuBaid. HeounIIEHHBIH MPOAYKT OYMINAIN KOJIOHOYHOH
xpomatorpadueil ¢ MoIydeHHEM yKa3aHHOTO B 3aroioBke coexuuetus (0,084 r). 'H-SIMP (Xnopodopm-d) &:
7,60 (c, 1H), 7,17-7,22 (m, 4H), 6,48 (c, 1H), 4,04 (c, 4H), 3,75-3,84 (m, 4H), 3,72 (n, 2H), 3,32-3,38 (M, 4H),
2,76 (m, 2H), 2,00-2,11 (M, 1H), 1,77-1,90 (M, 6H), 1,22-1,36 (M, 2H). JKXMC: m/z 438,5 (M+H)".

Crnenyromue COeUHEHHUs NOTy49aal B COOTBETCTBUU C METOAUKOM, ONMMCaHHON Ui coenuHeHus 215 npu-
Mepa 5, HCHONB3Ys B Ka4eCTBE UCXOAHOTO MaTepHaia S-rHIpoKcH-2-(M30MHI0IUH-2-miMeTHn)-4H-nupan-4-oH
U IpYyroi MoAXOASIINN UCXOAHBIM MaTepurall.

XapakTepu3yrolie JaHHbIC, HCXOIHBII MaTeprasl ¥ BO3MOKHBIE OTKJIOHECHUS B YCIOBHAX peakiuu (pac-
TBOPHTEIb, TEMIIEPATYPA PEAKLIUH, BPEMS PEAKINH, CIIOCOO OYMCTKHU), €CIIM TAKOBBIC UMEIOTCS, yKa3aHbl B Ta0-
JHIE.

Hcnonb30BaHHBIE CIIOCOOBI OYUCTKH:

A=Kpucrammzanus;

B=Kononounas xpomarorpadus;

C=0OcaxneHue B BOJIHOM cpeje;

D=Ilonynpenaparusnas BOXX;

E=TputypupoBanue;

F=0O06pazoBanue comu;

G=Dbe3 10MOIHNTETHHON OUNCTKH.
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CTpYKTypa ¥ MCXOIHBII MaTepuasl

OTKJIOHEHMS YCIJIOBUL peaxrunun
/

‘H-AMP (400 MI'm) /XXMC

216

Mcxomuemt MaTepuan: ((lr,d4r)-
4- (1, 1-IMOKCHUIOM30TIA SONUONH
2-WJ1) UMKJIOT@KCIJT) Me TUJI- 4~

MeTMIIOeH30JICY I QOHaT

Venosusa: 90°C.
TH-AMP
7,59

4H),

(Xnopopopm-d) &:
1H), 7,17-7,22
1H), 4,03
2H), 3,65
(M, 1H),
2H), 3,07-
2,28-2,40
(M, 4H),

(c,
6,48
4H), 3,76 (c,
2H), 3,36-3,47
3,24-3,33
3,15 (M, 2H),
2H), 1,90-2,08
1,76-1,91 (m, 1H), 1,41-
1,58 2H), 1,00-1,25
2H) . XXMC: m/z 460,5
(M+H) *.

(m,
(c, (c,

(m,

(n,

(M,

(M, (M,

217

—N

\

VicXomHElf MaTepuan: (4-
(ovMe TMITKapPOaMOMIT) LMKJIOTeKCUIT

) Me TUII-4-Me TMII6eH30JICY b GOoHAT

YesoBus: 90°C.

‘H-AMP (Xmopodopm-d) &:
7,46-7,64 1H), 7,16~
7,23 6,48 1H),
4,03 3,76 (c, 2H),
3,69 (m, 2H), 3,02-3,08
3H), 2,90-2,96 (M, 3H),
2,33-2,55 1H), 1,78~
2,06 (M, 5H), 1,51-1,67
2H), 1,00-1,26 (M, 2H).
KXMC: m/z 411,6 (M+H)*.

(»1,
4H) ,
4H),

(M, (c,
(c,

(M,

(M,

(n,

218

VICXOIHENT MaTepuras:

4- (N-

((1r,4r)-

Ycaosus: 90°C.

‘H-SIMP (Xmopodopm-d) &:
7,57-1,70 1H), 7,19-
6,48 1H),
3,77 (c, 2H),

2,82-2,85

(M,
4H) ,
4H) ,
2H),

7,22 (M, (m,
4,04

3,66

(m,

(m, (M,

Me TUJIME TUJICYJIbOHAMMIIO ) UIMKJIOT
eKCmT) MeTmI-4 -

MeTuJI0eH30JICYJIbOOHAT

3H), 2,77-2,80
1,93-2,13 (M,
1,90 (M, 2H),
1H), 1,47-1,61
1,08-1,29
m/z 447,5

(M, 3H),
3H), 1,76~
1,65-1,75
2H),
KXMC:

(n,
(n,

2H) .

(M+H) *.

(n,

219

(4—(N—

UMKJIONPONMIIME TUJICYJIE GOHaMUIO )

VICXOMHENT MaTepmas:

LUMKJIOTEKCWII) MeTUII—4—

MeTuJI0eH30JICYJIbOoOHaT

YcyoBus: 90°C.

‘H-sIMP (Xyopodopm-d) :

7,65 (c, 1H), 7,19-7,22 (M,
4H), 6,47 4,04
4H), 3,94 3,77
2H), 2,93 (c, 2,36
1H), 1,78-2,08 10H),
0,91-1,01 (m, 0,76-
0,84 2H) .
473,53 (M+H)".

(c, 1H),
2H),

3H),

(m,

(M,
2H),

(M, AXMC: m/z

220

VICXOOHBM MaTepual:

(4~

(MeTUIICYJIbQOHMIT) UMKIIOTEKCUIT) M

eTni-4-MeTUIGeH30JCyIbEhoHaT

YecnoBusa: IMCO.
(Xymopodopm-d) &:
1H), 7,19-7,24
1H), 4,03-
3,84 (m, 2H),
2H), 2,90-
2,88 (c, 3H),
1H), 2,48-
2,20-2,35
3H),

‘H-sIMP
7,61 (c,

4H), 6,49
4,07 (M,

3,76-3,79
3,01
2,82-2,84
2,54 (M, 1H),

2H), 1,92-2,03
1,63-1,76
m/z 418,2

(M,
(c,
4H),
(M,
(M, 1H),
(M,
(»,
(M,
2H) .
(M+H) *.

(M, KXMC:

221

(1-

Oy TUpMIINUIepUInH—4—1J1) Me TUJI—

VICXOOHEDT MaTepmar:

4-MeTUNOGEH30JICYJIbOOHAT

Ycioeusa: OMCO.
‘H-5IMP
7,61 (c,
6,52 (c,
o, 1H),
4H) ,
3,65-3,78

(Xsnopopopm—d) &:
1H), 7,22
1H), 4,68

4,53
3,81

(m, 4H),
(ymmp .
1H), 4,08
2H),

3,00 -

(c,
(c, (c,

(M, 2H),
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3,10 (M, 1H), 2,54-2,65 (M,
1H), 2,30 -2,35 (M, 2H),
2,06-2,14 (m, 1H), 2,01
(ymump. nm, 1H), 1,84 (ymup.
n, 1H), 1,61-1,70 (M, 2H),
1,16-1,30 (M, 2H), 0,97 (M,
3H). XXMC: m/z 411,3
(M+H) *.
Ycnosua: IIMCO.
‘H-SIMP (Xjopodopm-d) &:
o 7,60 (c, 1H), 7,18-7,23 (M,
o 04@_\ 4H), 6,49 (c, 1H), 4,54-
R NC>—/ o N 4,61 (M, 1H), 4,35 (ymup.
FA?— n, 1H), 4,04 (c, 4H), 3,77
222 (c, 2H), 3,73 (M, 2H),
Vicxonuewt MaTepuan: (1-(2,2- 3,03-3,15 (M, 1H), 2,72
IV TOPNPONaHOWII) MMIePUINH- 4~ (ymmp. M, 1H), 2,11-2,23
1) MeTui-4- (M, 1H), 1,97 (ymmp. M,
MeTUIIOeH30JICYJIbdoHAT 2H), 1,83 (M, 3H), 1,22-
1,40 (M, 2H). XXMC: m/z
433,3 (M+H)*.
YcaoBusa: IMCO.
H-AMP (Xsiopodopm-d) &:
o 7,59 (¢, 1H), 7,13 (M, 1H),
o 04®_\ 6,87-6,94 (m, 2H), 6,48 (c,
32‘“0_/ © N 1H), 4,57 (ymmp. m, 1H),
i 4,35 (ymmp. n, 1H), 4,01
223 F (ymmp. n, 4H), 3,76 (c,
VicxonmHelt MaTepuan: (1-(2,2- 2H), 3,73 (M, 2H), 2,99-
I1bTOPNPONaHoOMII) MUIePUONH- 4~ 3,14 (M, 1H), 2,72 (ymup.
Y1) METHIL— 4= M, 1H), 2,13-2,25 (u, 1H),
MeTMIIBeH30JICYIbOOHAT 1,96 (yuup. M, 2H), 1,83
(m, 3H), 1,30 (mxem, 2H).
KXMC: m/z 451,6 (M+H)'.
Yenosusa: IMCO.
‘H-SMP (Xjopodopm-d) &:
7,63 (c, 1H), 7,15 (m, 1H),
R 6,87-6,96 (M, 2H), 6,53 (c,
_°>_N/\:>_/°‘zj>—\N 1H), 4,67 (ymmp. n, 1H),
4,06 (m, 4H), 3,90 (yuup.
204 . m, 1H), 3,83 (c, 2H), 3,64-
JlcxonHBL MaTepualn: (1- 3,78 (m, 2H), 3,06 (m, 1H),
TMPONUOHUIIIUIIE PUONH—4— 2,60 (M, 1H), 2,38 (M, 2H),
Jom) Me T4 2,07-2,19 (M, 1H), 1,97-
MeTuI6eH30JICyIbdoHaT 2,05 (m, 1H), 1,84 (ymup.
n, 1H), 1,19-1,33 (M, 2H),
1,15 (M, 3H). XXMC: m/z
415,2 (M+H)".
Yenosusa: 60°C.
o H-AMP (Xsiopodopm-d) &
/N(;,#N ° 7,60 (c, 1H), 7,17-7,24 (M,
O\/"m@ aH), 6,49 (c, 1H), 4,04 (c,
o 4au), 3,77 (c, 2H), 3,70-
225 VcxonHewt MaTepmasn: (1-(N,N- 3,76 (M, 4H), 2,81 (c, 6H),
OVIMe TUIICYJIb aMoul) MUInepuauH— 2,77-2,89 (M, 2H), 1,97-
4-wn) MeTmn-4- 2,07 (v, 1H), 1,93 (M, 2H),
MeTuI6eH30JICYIbdoHaT 1,38 (M, 2H). XXMC: m/z
448,6 (M+H) .
Ycnosus: 60°C.
H-AMP (Xsiopodopm-d) &
i 7,60 (c, 1H), 7,16-7,24 (m,
V/IL’O\/O i 4H), 6,49 (c, 1H), 4,65 (u,
m»@ 1H), 4,18-4,32 (M, 1H),
226 | yexonusit MaTepuan: (1- 4,04 (c, 4H), 3,77 (c, 2H),
(umKITONPONasKapGoHMT) manepums | 3+ 73 (Ymmip. M, 2H), 3,12
H-4-u1) MeTus 4- (M, 1H), 2,63 (M, 1H),
MeTUI6eH30JICYIbdoHaT 2,08-2,22 (M, 1H), 2,01~
2,08 (m, 1H), 1,84 (m, 1H),
1,75 (M, 1H), 1,16-1,37 (M,

-104 -




039309

2H), 0,92-1,01 (M, 2H),
0,74 (M, 2H). XXMC: m/z
409,5 (M+H)".

H-AMP (Xjopogpopm—d) &:

7,59 (c, 1H), 7,18-7,23 (M,
2 4H), 6,49 (c, 1H), 4,39
™ o
HJ\OVD (yamp. ¢, 1H), 4,04 (c,
‘@\/@ 4H), 3,97 (M, 2H), 3,77 (c,
227
McxonHsll MaTepman: (4- 2H), 3,71 (M, 2H), 2,81 (m,
(MeTMIIKapOaMOMJI) UMKJIOTEKCUIT) M SH), 1,98-2,13 (m, 1H),
eTUIT-4-Me TMIIOEH30JICYJIb QOHAT 1,89 (v, 2H), 1,17-1,32 (m,
2H) . XXMC: m/z 397,5
(M+H) *.
H-AIMP (Xsopodopm-d) &:
7,59 (c, 1H), 7,15-7,23 (M,
O\/ 4H), 6,49 (c, 1H), 4,39
fﬁ\,@ (ymmp. c, 1H), 4,04 (c,
4H), 3,97 (M, 2H), 3,77 (c,
228 VICXOIHEIA MaTepuas: 2H), 3,71 (m, 2H), 2,75-
(MeTMIIKapOaMONUJI) MUIepUOuH—4— 2,86 (M, 5H), 1,99-2,11 (m,
v MeTusL-4- 1H), 1,89 (M, 2H), 1,25 (m,
MeTMJIOEH30JICYJIbOoHAT 2H) . XXMC: m/z 398,5
(M+H) *.
Ycanoeusi: E (B Et,0).
‘H-SIMP (Xnopodopm-d) &:
7,59 (¢, 1H), 7,17-7,24 (m,
O\/ 4H), 6,49 (c, 1H), 4,20
f‘j\/@ (ymup. m, 1H), 4,04 (c,
4H), 3,91-3,99 (M, 3H),
229 VICXOIHEIA MaTepuan: 3,77 (c, 2H), 3,72 (m, 2H),
(n30npoMmUIKapPOaMONIT) MITEPUANH 2,72-2,85 (v, 2H), 1,98-
—4-un)meTun—4- 2,11 (m, 1H), 1,88 (m, 2H),
MeTUIIOeH30JICYIbQOHAT 1,20-1,33 (M, 2H), 1,15 (m,
6H) . XXMC: m/z 426,6
(M+H) *.
Ycnoeus: C. ‘H-AMP
| (Xsopopopm-d) &: 7,59 (c,
Mg - 1H), 7,11-7,16 (M, 1H),
O\/ﬁ/@ 6,87-6,95 (M, 2H), 6,48 (c,
230 ; 1H), 4,02 (c, 2H), 3,99 (c,
CXOIHEII MaTepnas: (N, N— 2H), 3,70-3,78 (M, 6H) 2,81
IVIME TMJIICYJIbGaMOWIT) IUIePUIH— (c, 6H), 2,78-2,88 (M, 2H),
4-y1) MeTun-4- 1,97-2,06 (M, 1H), 1,93 (M,
MeTMIIOEH30JICYJIboHAT 2H), 1,38 (M, 2H). KXMC:
m/z 466,5 (M+H)'.
H-AMP (XJsiopodopm-d) &:
7,55-7,62 (c, 1H), 7,15-
O\/ 7,25 (M, 4H), 6,48 (c, 1H),
ﬁ/@ 4,04 (c, 4H), 3,94-4,01 (m,
531 | Vicxomment MaTepua: 4H), 3,89 (M, 2H), 3,77 (c,
(aseTmomH-1— 2H), 3,70 (m, 2H), 2,69-
KapOOHUII) NMIePpUINH—4— 2,83 (M, 2H), 2,15-2,27 (v,
. 2H), 1,99-2,12 (M, 1H),
MeTuJIOeH30JICyIbdoHaT 1,85 (v, 2H), 1,23 (M, 2H).
KXMC: m/z 424,5 (M+H)*.
Ycnosusa: C u E.
lH-AMP (XJsiopodopm-d) &:
O\/ 7,59 (c, 1H), 7,16-7,24 (M,
°\) ﬁ/@ 4H), 6,49 (c, 1H), 4,04 (c,
4H), 3,77 (c, 2H), 3,71-
23p | VicxomsEUL MaTepyan: 3,78 (M, 4H), 3,64-3,70 (M,
(MOpgOMMH-4- aH), 3,22-3,28 (v, 4H),
KapOOHUJI) NMIepUINH—4— 2,81 (v, 2H), 1,99-2,12 (v,
L) METHI= 4= 1H), 1,87 (M, 2H), 1,24-
MeTuJIOeH30JICyJIbdoHaT 1,35 (v, 2H). KXMC: m/z
454,5 (M+H)".
0\1\? YcnoBusa: OMCO, C.
235 orfs\@\/c o - H-SAMP (Xsiopopopm-d) &:
N '@ 7,92 (m, 2 H), 7,66 (M, 3
o H), 7,21 (m, 4 H), 6,53 (c,

- 105 -




039309

VicxomHHY MaTepuai: 4-— 1 H), 5,17 (¢, 2 H), 4,97
(okceTaH—3—MJI— (onm, 2 H), 4,79 (7, 2 H),
CyJIEOOHMIT) OeHsuI-4— 4,45 (rr, 1 H), 4,04 (c, 4
MeTMJIBEeH30JICYJIbboHaT H), 3,78 (c, 2 H); XXMC:
m/z 454,7 (M+1)*,
‘H-SMP  (Xsiopogpopm—d) &:
7,59 (¢, 1 H), 7,23 (M, 4
H), 6,51 (c, 1 H), 3,97-
4,17 (M, 8 H), 3,87 (c, 2
23 VICXOOHENM MaTepual: (4— Hiy 3,07=3,76 (m, 2 H),
(aserTummH-1— 1,50-2,35 (M, 10 H), 1,11
KapOOHMII) UMKIIOT €KCUJT) METIII— 4~ (u, 2 H); HXMC: m/z 423,6
MeTHJI0eH30JICYIbdoHaT (1),
Ycamosusa: IMCO, Cs,COs.
TH-AMP (Xsiopobopm—d) &:
\/\E‘ 7,77 (c, 1H), 7,26-7,18 (M,
o ? —
kj/\l\/ ( ‘5 i/\/ q\;\ 4H), 6,50 (c, 1H), 4,09 (m,
L-O/iu»"‘-\.,)‘:/ 2H, J=19,5 Tm), 4,045
235 Vicxomuuyt MaTepuan: (4-drop-1- (ymp. ¢, 4f) 3,779 (e,
(MeTYIICY b QOHUIT ) IUIIePUONH—4— 2H), 3,7573,71 {w, 2H),
Y1) MeTHIT— 4 3,06-2,99 (M, 2H), 2,81 (c,
MeTUJIBEeH30JICYJIbboHaT 3H), 2,16-2,08 (u, 2H),
1,99-1,83 (M, 2H); XXMC:
m/z 437,8 (M+1)*,
Yeaorusa: IMCO, Cs,CO;.
“H-SMP (Xsmopogpopm—d) d:
7,77 (¢, 1H), 7,21-7,19 (M,
4H), 6,50 (c, 1H), 4,07 (m,
2H, J=20 Tr'u), 4,05 (c, 4H),
236 Vcxomuent maTepuan: (4-drop-1- |3,80-3,72 (M, 4H), 3,29-
(MsonponmMiICyJikGoHUI) NMnepruamy | 3,16 (M, 3H), 2,09-2,00 (M,
—4-111) MeTMII-4— 2H), 1,95-1,76 (M, 2H),
MeTMJIOeH30JICYIbpoHaT 1,35 (m, 6H, J=6,8 I'u);
KXMC: m/z 465,7 (M+1)*,
Ycnosusa: IMCO, Cs,;COs.
‘H-SMP  (Xsopogpopm—d) O:
=L 7,77 (¢, 1H), 7,16-7,11 (M,
o7 [ F
L/“/O\/’j ) ! 1H), 6,95-9,88 (M, 2H),
F ﬁv\o/la‘v,é_w}a 6,49 (c, 1H), 4,09 (a, 2H,
237 VICXOmHEIT MaTepuan: (4-drop-1-— 20 Im), 4,04-3,98 (u, 4H),
(Me THIJICY b QOHUIT ) TUIIePUANH-4— 3, 78=3,71 (4, 4H), 3,07~
S 2,99 (M, 2H), 2,82 (¢, 3H),
MeTUIBEH30JICYJIEGOHAT 2,17- 2,07 (u, 2H), 2,00~
1,82 (M, 2H); XXMC: m/z
455,1 (M+1)~,
Yegoeus: 70°C.
‘H-AMP (MeTaHon-d4) &: 8,10
(c, 1 H), 7,69 (m, 2 H),
7,34 (¢, 4 H), 7,22 (m, 2
H), 6,65 (c, 1 H), 4,32-
4,63 (M, 9 H), 4,10 (yuup.
238 (rosmnar) |\, 1wy, 3,78 (a, 2 H),
VicxomHel MaTepuan: (1-—(2- 3,21 (M, 1 H), 3,12 (c, 3
(MeTIIJICY s QOHIMII) alle TUIT) IUIIePU gy, 2,77 (rm, 1 H), 2,36
OuH—-4-1J1) MeTri—4- (c, 3 H), 2,15 (yump. <, 1
MeTUJIOeH30JICYIbQoHAT H), 1,95 (M, 2 H), 1,45 (M,
1 H), 1,29 (M, 1 H); XXMC:
m/z 461,8 (M+1)',
YesoBus: 70°C.
‘H-SAMP  (Xsiopogpopm—d) &:
8,04 (¢, 1 H), 7,85 (m, 2
H), 7,61 (M, 1 H), 7,27 (M,
2 H), 7,22 (m, 4 H), 6,50
239 VicxomHent maTepuan: (4-(S- (M, 1 H), 4,08 (M, 4 H),
MeTnI-N- 3,83 (M, 4 H), 3,33 (M, 4
TOBWIICYJEQOHUMUIOOWIT) UMKIOTEKC H), 2,40 (c, 3 H), 1,50-
wIt) Me TN 4= 2,30 (M, 9 H); XXMC: m/z
MeTVIJIOeH30JICYJIbboHaT 571,8 (M+1)
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Yeqoema: 70°C.
o ‘H-SIMP (Xsopodopm—d) &:
§\O\/ o . 8,12 (ymmp., 1 H), 7,62 (m,
omé) 1H), 7,22 (v, 4 H), 651
o (¢, 1 H), 4,07 (z, 4 H),
240 (Qopw1at) | 3 g7 (g, 1 H), 3,81 (m, 2
VicxonHelt MaTepuali: (4-(S— H), 3,72 (m, 1 H), 2,95 (M,
4 H), 1,97-2,38 (M, 5 H),
1,54-1,96 (M, 4 H), 1,22
(M, 1 H); XXMC: m/z 417,3
(M+1) ",

~,
HN”

MeTUIICYJIE QOHUMMIIONIT) UMKIIOTEKC
wi1) MeTui-4-

MeTMJI6eH30JICYIbdoHaAT

VcsoBus: 85°C, C.

H-AMP (IMCO-dg) &: 8,15 (c,
1H), 7,33 (¢, 1 H), 7,26
\—NO/\VQ/\N (c, 2 H), 6,39 (c, 1H),
oy J % 3,94 (c, 2 H), 3,93 (ymup.

c, 2 H), 3,78 (¢, 1 H),
3,69-3,75 (M, 2 H), 3,54-
3,61 (v, 2 H), 2,85 (c, 3
H), 2,65-2,77 (M, 3 H),
1,78-1,90 (M, 3 H), 1,23-
1,33 (M, 2 H); XXMC: m/z

453,3

cl
241 |VcxopHent marepman: (1-
(MeTmIICYIE QOHMIT) MMepuanH-4-—
uin) MeTun-4-

MeTMIIOEH30JICYIbOOHAT

VcmoBua: 1,4-pguokcaH,
HarpeBaHue C OOpaTHEM
HN XOJIOOMNJIBHMKOM .
o;‘so\/o . CQ lH-AMP (IMCO-dg) &: 8,15 (c,
I;\/" 1 H), 7,17-7,27 (v, 4 H),
o 6,39 (c, 1 H), 3,95 (c, 4
H), 3,79 (¢, 2 H), 3,71-
3,77 (M, 2 H), 3,63-3,69
(M, 1 H), 2,96-3,08 (M, 4
H), 2,00-2,09 (M, 3 H),
1,64-1,73 (M, 2 H) ); XXMC:
m/z 389,3

242 VicxonHelt MaTepyma: (l-MMMHO—
l-oxcuporerparmnpo-2H-
TuonupaH-4-wmi1) MeTui-4-

MeTUIOeH30JICYJIbdoHaT

Ycyosus: D.
Q IH-SIMP (OMCO-dg) &: 8,12-
8,18 (v, 1 H), 7,17-7,27

N\
o5
Oﬁ\/ (M, 4 H), 6,39-6,41 (v, 1
N
o

H), 3,95 (c, 4 H), 3,79 (c,

243 Uexonueit MaTepuan: (1- 2 H), 3,71-3,77 (M, 2 H),
(aneTymmmHO ) —1— 3,55-3,65 (M, 2 H), 3,39
okcumorTeTparuapo-2H-tuommpan— | (¢ 2 H), 2,05-2,22 (M, 3
4-yy) MeTUIT- 4— H), 1,97 (¢, 1 H), 1,94 (c,
MeTUI6eH30JICYJIbQOHAT 2 H), 1,55-1,84 (M, 2 H);

XXMC: m/z 431,3
Ycnoeusa: F u E.
‘H-AMP (IMCO-d¢) &: 8,20 (c,
1 H), 7,33-7,42 (M, 4 H),
o, . 6,73 (c, 1 H), 4,58 (ymup.
OI}/\\:G c, 2 H), 3,63-3,68 (M, 1
[} \»*'[ ] H), 2,29-2,36 (M, 1 H),
244 §T 2,06-2,12 (m, 3 H), 1,81-

VICXONHBIA MaTepuas: 1lr,4r)-
" b ((ir,4r) 1,95 (M, 4 H), 1,62-1,75

(M, 1 H), 1,17-1,29 (M, 4
H), 1,07-1,11 (M, 2 H),
1,00-1,07 (M, 1 H), 0,83-
0,89 (M, 1 H); XXMC: m/z
382,7

4-aueTWILUKIIOTEKCIUIT) MeTII—4—

MeTuUI6eH30JICY b oHAT

Ycnoema: IMCO, 80°C, B.
‘H-SIMP (Xjopodopm—d) &:

O,
o o@ 7,60 (c, 1H), 7,49 (m, 1H),
Do

7,46 (c, 1H), 7,31 (m, 1H),
6,49 (c, 1H), 4,68 (ymup.
244 CF.

3 o, 1H), 4,09 (c, 3H), 3,89
a JICXOOHEM MaTepuasi: (1-— (yamp. m, 1H), 3,79 (c,
NPONMOHMIIINAIIEPUINH— 4~ 2H), 3,66-3,77 (M, 2H),
L) MeTHIT—4 - 3,50-3,62 (m, 1H), 2,96-
MeTHJIOeH30JICYIbdoHaT 3,10 (M, 1H), 2,53-2,63 (M,

1H), 2,31-2,39 (M, 2H),
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2,06-2,18 (M, 1H), 1,99
(ymmp. m, 1H), 1,79-1,89
(m, 1H), 1,18-1,30 (M, 2H),
1,14 (M, 3H);

KXMC: m/z 465,5 (M+H)*.

[Mpumep 6. 2-((4,5-Audropuzonnnonun-2-un)mernin)-5-((1-(meTnicynbdoHmn) munepuIuH-4-11)METOK-
cn)-4H-tupan-4-on (coenunenue 245)

o E N o@"m
Q Cl "
\}‘4{ O‘{t% O\i'D~ O F
5 - N e \sﬁ- [
FN O~V “F ' -
F

/

K pactBopy 2-(xmopmetnn)-5-((1-(Metuncynshonmwt)munepuann-4-mn)merokcn)-4H-upan-4-ona (0,15 T,
0,45 mmomp) B ACN (10 mu) mobasmsumu 4,5-nudropuzonnnonnn, HCI (0,08 r, 0,45 mmons), K,CO; (0,15 T,
1,12 mmoms) u KI (0,07 1, 0,45 MMons). Peakumonnyro cmech HarpeBanu npu 90°C B Tedenue 2 4. CMech oxia-
xkaamm g0 KT, mob6asmsumm Boxy (10 mim) m mpoaykT axctparupoBanu EtOAc. O0beTMHEHHBIE SKCTPAKTHI TIPO-
MBIBaJIA BOJIOH, cymnian Na,SO,4, GUIbTpOBAIN U BhITIapUBaK. HEOUNIIEHHBIH MPOAYKT OYHIAIA KOJOHOTHON
XpoMatorpacdueii ¢ IONTydeHHEM yKa3aHHOTO B 3arooBke npoaykra. 'H-SIMP (Xnopodopm-d) 8: 7,60 (c, 1H),
7,00-7,07 (m, 1H), 6,87-6,92 (m, 1H), 6,48 (c, 1H), 4,11-4,15 (M, 4H), 4,02 (c, 2H), 3,86 (ymmp. 1, 2H), 3,77 (c,
2H), 3,74 (», 2H), 2,79 (c, 3H), 2,65-2,73 (m, 1H), 1,97-2,03 (M, 4H).

Crnenyromue COeIMHEHHUS MOIYYIall B COOTBETCTBHUH C METOANKOM, ONMCaHHON /Il coenuHeHus 245 npu-
Mepa 6, HCIONIb3Ysl B Ka4eCcTBE MCXOTHOTo MaTtepmana 2-(xyiopmetnn)-5-((1-(meTmncynbdonmn)munepuana-4-
win)MeTokcH)-4H-nmmpan-4-0H U ApYroil MogXxoIsIIui MCXOTHBIM Marepuasl. XapaKTepH3yIOIlnue TaHHBIE, HC-
XOIHBIH Marepuajl ¥ BO3MOXKHBIC OTKJIOHEHHS B YCIOBHSIX PeakluH (pacTBOPHUTEINb, TEMIIEpAaTypa peakilHH,

BpEMs pCaKInu, CHOC06 OqI/ICTKI/I), €CJIM TAKOBBIC UMCIOTCs, YKa3aHbl B Ta6J'H/IHe.
TH-AMP (Xusiopodopm-d) &: 7,60

(¢, 1H), 7,52-7,56 (M, 1H),
NS 7,49 (¢, 1H), 7,31 (&, 1H),

0‘90\0 ~° @CN 6,48 (c, 1H), 4,05-4,13
200 | Y (ymp. ¢, 4H), 3,82-3,90 (m,

JVICXOOHEDI MaTepnas: 2H), 3,79 (c, 2H), 3,74 (m,

MBOUHIOIMH-5— 2H), 2,79 (c, 3H), 2,64-2,74

KapBOHUTPUIITULPOKIIOPHI (M, 2H), 1,96-2,07 (M, 3H),
1,33-1,51 (M, 2H); XXMC: m/z

444,3 (M+H) ™.

IIpumep 7. 4-(((6-(M3ourmommH-2-nnmMeTnn)-4-okco-4H-mupan-3-mm)okcn ) MeTrn)-N,N-IuMe THITUIIC P -
niH- 1 -kapbokcamuy (coennHeHne 246)

o]
2 HNTTY o) M
Ny l o = SNTNTS 0
S o Vs YA R aUs Y
0 Lo N

B kpyrionoHHyto KoJ0y 3arpykainu 2-(M30WHI0INH-2-HIMETHI )-5-(MUnepuanH-4-niMeTokcn )-4H-mupan-
4-on tpudTtopanerar (0,36 r), CH,Cl, (3 M), numermikapoamorrxmopun (0,10 mi, 1,1 mmomns) u EGN (0,4 mo,
2,9 mmoutp). Uepe3 3 4 npu KT peaknus ve Opna 3aBepuieHa (KXMC), mod3ToMy TOTOJHUTENHLHO TO0ABIISITH
nmumeTuikapoammtxsopus (0,10 mi, 1,1 mmons) u Et;N (0,4 mi, 2,9 MmMmons). PacTBOp KOHIIGHTPUPOBAIH U 3a-
TeM nobaBnsinn HackimeHHBIH NaHCO;. Boanstit cioit skctparupoBasin EtOAc. O0beAMHEHHBIE OpTaHMYECKHES
cyton cymmin 6e3BogHbIM Na,SO,, GriibTpoBany n KOHIEHTpUPOBaTU. HeounieHHbIi MaTepran OYHIami Ko-
JIOHOYHO} XpoMatorpadueii ¢ MoTydeHHeM yKa3aHHOro B 3aronoske coemunenus (0,07 r). 'H-SIMP (Ximopo-
¢dopm-d) &: 7,59 (c, 1H), 7,16-7,24 (M, 4H), 6,49 (c, 1H), 4,04 (c, 4H), 3,77 (c, 2H), 3,65-3,75 (M, 4H), 2,82 (c,
6H), 2,73-2,81 (M, 2H), 1,97-2,12 (M, 1H), 1,79-1,93 (m, 2H), 1,30 (M, 2H). XKXMC: m/z 412,6 (M+H)".

Crenyromue coeTMHEHHS MTOYYald B COOTBETCTBUU C METOAMKOM, OMMCAHHOM IS coequHeHus 246 mpu-
Mepa 7, UCTIOJNBb3Ysl B Ka4eCTBE MCXOAHOTO Marepuasa 2-(M30MHIOJNH-2-MIMETHI)-S-(MTUIepuIuH-4-HIMETOK-
cn)-4H-nupan-4-oHTpudTOpaneTaT M ApYyroi MoAXOMAIINI HCXOIHBIN MaTeprai. XapaKkTepHu3yIouie JaHHbIE H
MCXOIHBIH MaTepHai MpeACTaBICHbI B TAOIHLIE.

- 108 -



039309

CTPpYKTypa M MCXOIHEDM MaTepuall

‘H-MP (400 MI'u) /%XMC

247

JICXONHEIT MaTepuat:

LMKJIONpONMIM3ouMaHaT

“H-SMP
7,59

(Xmopodpopm-d) d:
1H), 7,17-7,25
6,50 (c, 1H),
1H), 4,05

(c,
4H) ,
(ymmp. c,
4H), 3,94

3,78 (c,

(m, 2H), 2,79
2H), 2,60-2,68
1,96-2,17

(M,

4,72
(ymmp. &,
2H), 3,70

(c,
2H),
(ymmp. M,
1H),
1,87

(M,
(M, 1H),
(ymmp. m, 2H), 1,24
(xB,m, 2H), 0,68-0,75
2H), 0,42-0,49 (M, 2H).
KXMC: m/z 341,3 (M+H)*.

(n,

248

JICXONHEII MaTepuas: TpeT—

Gy TunmsouraHaT

‘H-AMP (XsiopodopMm-d) &:
1H), 7,18-7,23
6,49 1H),

4H) ,

(c,
4H) ,

(c,

7,59
(c,
3,92

(M,
4,04
o, 2H), 3,77
3,71 (m, 2H),
2H), 1,97-2,10
1,87
1,31
440,3

(ymmp .
(c, 2H),
2,76 (m,

(M, 1H),
2H), 1,17-

AKXMC: m/z

(ymup. M,
(M, 2H).
(M+H) *.

249

VcxomHEWI MaTepuain: 4-MeTuin-2-

JIEBYJIMHOBasA KUCJIOTa

H-AMP (Xsiopodopm-d) &:
1H), 7,19-7,23
4H), 6,49 1H),
(c, 4H),

3,72-3,76

7,60 (c,
(c,

3,77

(v,

4,04
2H),
2,98-3,15 (m,
2,66 2H),
1,96

(c,
(M, 2H),
2H), 2,62-
(M, 2,15-2,24

(M, 4H), (ymmp. n,

2H), 1,23-1,38
0,97 (m, 6H)
KXMC: m/z 453,4

(M, 2H),

(M+H) *.

250

JICXOIHEIT MaTepua:

MeTUJIM30THUoOUMaHaT

"H-AMP (Xsopogopm-d) &:
7,63 (c, 1H), 7,14-7,31
4H), 6,55 (c, 1H),
5,80 (ymmp. c, 1H), 4,65
2H), 4,09-4,20
4H), 3,87 2H),
3,71 (=, 2H),
3H), 2,98-3,12
2,05-2,23
2,01

(M,

(ymmp. x,
(c,
3,16

(M,
(m,
(M, 2H),
(M, 1H), 1,79-
(M, 2H), 1,25-1,42
(M, 2H). XXMC: m/z 414,7
(M+H) *.

251

JICXOIHEIT MaTepua:

TpUMe TrJlale TUIIXJIOpUO

‘H-SIMP (Xnopodopm-d) J:
7,61 1H), 7,19-7,29
6,50-6,62

(c,
4H),
4,47

(g,
1H),
4,20
2H),

(n,
(ymmp. m, 2H),
4H), 3,92 (c,

2H), 2,83
2,00-2,21
(ymup. I,
9H), 1,12-
XXMC: m/z

(c,
3,70 (&m,
2H),

1,92

(ymmp .,
1H),
1,28

(M,
2H),
1,27
425,8

(c,
(M, 2H) .
(M+H) *.

252

VICXOLNHEI MaTepuas: aleTHIIKIOPUI

‘H-sIMP (Xnopodopm-d) J:
7,60 1H), 7,18-7,23
6,49 1H),

4,04

(c,
(M, 4H),
4,61-4,70 (M,
4H), 3,85
3,67-3,79

(c,
2H),
(yuup. 1,
(M, 2H),
3,02-3,13 (M, 2H), 2,83-
1H), 2,51-2,63
2,10 (c, 3H),

(c,
2H),

2,95 (M,

(M, 2H),
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1,78-1,88
m/z 383,2

(M, 2H). XXMC:

(M+H) *.

253

FF(I?O
2
8
P o
0,
I N
(*)

VIcXOnHEM MaTepuan: 2,2,2-

TPUGTOPDTAHCYIIbOOHUIIKXIIOPUL

TH-SIMP
7,61
4H),

(Xnopodopm-d) &:
1H), 7,21
1H),

(c,
6,49 (c,
4H), 3,91
3,66-3,79
(M, 2H), 1,93-2,11

3H), 1,41 (xB.m, 2H).
KXMC: m/z 487,5 (M+H)*.

(m,
4,04
(c,
2H),
2,89

(ymvp. &,
(M, 7H),

(M,

254

VICXONHENT MaTepual:

LMaHOMe TaHCYJTb GOHMIIXIIOPUL

“H-SMP
7,61

(Xnopodpopm-d) &:
1H), 7,19-7,22
6,49 (c, 1H),
4,04 4H), 4,01
M, 2H), 3,93-3,95
2H), 3,75-3,79 (M, 4H),
3,06 (M, 2H), 1,96-2,14
(m, 3H), 1,39-1,52
2H) . XXMC: m/z 444,5
(M+H) *.

(c,
(M, 4H),
(c, (ymmp .

(M,

(m,

255

o
0

VicXonmHEM MaTepuasi: l-merus—1H-

nupasoJI-5-CyJlb GOHMIIXIIOPMA

‘H-SAMP (Xsopodpopm—d) O:
(¢, 1H), 7,50 (m,
7,18-7,24 4H),

1H),

7,60
1H),
6,69
1H),

(m,
6,49
(c, 3H),
3,84-3,91
3,80 (c, 2H),
(m, 2H), 2,55-2,65
2H), 1,88-2,01
1,35-1,49
m/z 485,5

(1,
4,10
(c, 4H),

2H),

(v,
2H) .
(M+H) *.

(M,

256

VICXOnHEN MaTepuan: 4-

“H-AMP (IMCO-dg) &: 8,19
1H), 7,79-7,87 (wm,
7,45-7,55 2H),
6,68

(c,
2H),
7,32-7,43

(M,

(m, 4H),

dTOoPOEeH30JICYIIEOOHMITXIIOPHL

(c, 1H), 4,43-4,84
6H), 3,63-3,71
2,23-2,34
1,86

(M,
(M, 4H),
(M, 2H), 1,65-
3H), 1,20-1,39
KXMC: m/z 499,5

(M,
(M, 2H).
(M+H) *.

257

VICXOIHBIA MaTepymal:

alueToKCHaLeTUIIXIIOPUL

‘H-SMP (Xyopogopm-d) &:
1H), 7,18-7,26
6,49 1H),

2H),

7,60 (c,

(M, 4H),
4,73
4H),
3,77
M, 1H),
1H), 2,11-2,21
1,96-2,07

(c,
4,04
(c, 2H),
2H), 3,08
2,58-2,71

(c,

3,65-

(m,
3,77
(n, (ymmp .
(n,

(M, 4H),
1H), 1,87
1,17-1,37

(M,
1H),
KXMC: m/z 441,5

(yump. 1,
2H) .
(M+H) ",

(M,

258

VICXOIHBIA MaTepual:

aKPUIIOUIIXIIOPUIT

‘H-AMP (Xnopodopm—d) d:
1H), 7,17-7,24
6,53-6,64 (M,
1H), 6,22-

5,61-5,72

7,59 (c,
4H),
6,49
(M,
1H),
4,04
2H),
3,09

(M,
1H),
6,30

(c,
1H),
(™, 4,71

1H),

(ymmp. 1,
(c, 4H), 3,77
(c, 3,73
2H),
2,68

2,24

(ymmp. M,
(yump. ™M, 1H),
(ymmp. M, 1H), 2,08-
1H), 1,82-2,05
1,14-1,37

(1,
(M, 2H),
2H) . KXMC: m/z 399,5
(M+H) *.

(M,

259

%o

TTOLh O

“H-AMP
7,60
1H),

(Xsnopodopm-d) &:
(c, 1H), 7,31
7,18-7,22

(m,

(M, 4H),
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JCXONHE MaTepuall: 5— 6,98 (m, 1H), 6,49 (c,
XIIOPTHOPeH-2~CyIbPOHMIXIOPUI 1H), 4,05 (c, 4H), 3,82
(ymmup. m, 2H), 3,78 (c,
2H), 3,72 (m, 2H), 2,43
(M, 2H), 1,97 (yumup. =,
2H), 1,83-1,93 (M, 1H),
1,44 (xB.nm, 2H).

KXMC: m/z 521,4 (M+H)*.

‘H-SIMP  (Xnopodopm-d) &:
7,61 (c, 1H), 7,47 (c,

4 1H), 7,21 (c, 4H), 6,96
(n, 1H), 6,44-6,52 (m,

'O\/o i 2H), 4,04 (c, 4H), 3,70-

260 \fi/,@ 3,83 (M, 4H), 3,05 (ymmp.
° c, 2H), 2,20 (yuup. [,

VICXOIHEI MaTepuas: 2-—
1H), 1,98 (ymmp. nm, 2H),

dypounnxyopun
1,35 (kB.m, 2H). XXMC:
m/z 435,5 (M+H)'.
‘H-AMP (Xyiopodopm-d) &:
7,60 (ymmp. ¢, 1H), 7,21
(ymmp. c, 4H), 6,50
9 (ymup. ¢, 1H), 4,68
\*»Ov o (yuvp. m, 1H), 4,05
A °f§v@ (ymvp. ¢, 4H), 3,62-3,94
261 L
o (M, S5H), 3,04 (ymmp. M,
VICXOnHBI MaTepuas: 1H), 2,59 (ymmp. M, 1H),
MpOoIaHCy b QOHMIIXIIOPUL 2,35 (ymmup. m, 2H), 1,78-

2,18 (m, 3H), 1,06-1,32
(M, 5H). XXMC: m/z 397,6

(M+H) *.

(‘s?”o TH-AMP (Xsiopodopm-d) &:
o “O\/ 2 7,61 (c, 1H), 7,18-17,26
0.
262 m,@ (M, 4H), 6,53 (c, 1H),
° 4,10 (c, 4H), 3,78-3,86

VICXOINHEIM MaTepuami: 2-
(M, 4H), 3,69-3,78 (M,

MEeTOKCH3TaHCYyJIbHOHMIIXIIOPUL

4H), 3,38 (c, 3H), 3,20
(m, 2H), 2,82 (M, 2H),

2,00-2,07 (m, 1H), 1,96
(ymmp. m, 2H), 1,32-1,45
(M, 2H).

KXMC: m/z 463,4 (M+H)".

IMpumep 8. 5-((3-AMuHOOEH3MIT)OKCH)-2-(M30MHI0INH-2-niMeTn)-4H-ntupan-4-oH (coenquaeHue 263)

o i 0 .
““’ngﬁvﬁ—f

B xpyriomonHyio koyly 3arpyxanu 2-(M30WHIOIWH-2-uiMeTHn )-5-((3-auTpobensmn)oken)-4H-mmpan-4-
oH (0,640 r, 1,69 mmois), MeOH (17 mu), xnopun ammonus (0,226 T, 4,23 MMOJb) U IMHKOBYIO HUTH (1,10 T,
16,9 Mmoip). CMech HarpeBainu ¢ 0OpaTHBIM XOJIOJWIBHHKOM 10 3aBepuieHus peakuuu. ITocne duibTpoBanus
gepe3 cioit Celite® anukBOTH KOHIEHTpHpoBaH. OCTaTok pacmupenensin Mexay Bomod m EtOAc. Bomubrii
cioit axctparupoBani EtOAc. O0beaunennsie opranndeckue ciou cynrmian (Na,SOy), GuiIbTpoBay U KOHIIEH-
TPHPOBAIIH C TIOTYYEHHEM yKa3aHHOTO B 3aroioBke coexuueHms (0,48 r). "H-SIMP (IMCO-dy) &: 8,14 (c, 1H),
7,17-7,27 (M, 4H), 7,01 (M, 1H), 6,60 (c, 1H), 6,52 (M, 2H), 6,40 (c, 1H), 5,13 (c, 2H), 4,78 (c, 2H), 3,95 (c, 4H),
3,79 (c, 2H). )KXMC: m/z 349,4 (M+H)".

Mpumep 9. 4,5-(((6-(U3onngonuH-2-nnmernn)-4-oxco-4H-nupan-3-min)oxken)metrn)-N,N-qumernn-1 H-
1,2,3-tpuazosn-1-kapbokcamun (coeaunenue 264)

Q
N, ot =
& E /& ["\ v“)
)

~N

a) 2-(M3onnnonus-2-unmeTun)-5-(pon-2-un-1-unokcu)-4H-nupan-4-on

Bacls
= =

VYka3aHHOE B 3aroJIOBKE COEAMHEHHUE IMOJYYalId U3 S-THAPOKCU-2-(M30MHI0INH-2-niMeTwn)-4H-ninpan-4-
ona (0,487 r, 2,0 mmons), nponaprmixiopuna (0,6 mi, 8,3 mmois) u K,COj3 (0,553 1, 4,0 mmoits) B DMF (5 mun)
npu 50°C B COOTBETCTBUU C METOAMKOM, OMUCaHHOH i npumepa 1, coequnenus 1. [locne ramenus peakiuu
BOJION BOJHEIN cinoit skcTparuposainn EtOAc. O0bearHEHHBIC OPTaHUYECKUE CIOU IPOMBIBAIIN BOAOH, CYLIHIH
Hax 6e3BoaHBIM Na,SO,, GUIBTPOBaANN U KOHIEHTPUPOBAIU MO BaKyyMOM C IOJIy4E€HHEM YKa3aHHOTO B 3aro-
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noBke coenunenns (350 mr). JKXMC: m/z 282,2 (M+H)".
b) 5-((1H-1,2,3-Tpunazon-4-un)MeTokcn)-2-(M30MHA0NHNH-2-niMe T )-4H-nupan-4-oH

r:qr‘a«!? |

B xon0y 3arpyxanu 2-(M30MHIOIHH-2-UIAMETHN)-5-(Tipor-2-uH- | -unokcn)-4H-nmupan-4-ou (0,35 r, 1,244
MMmoutb) 1 JIMCO (3 mm). 3atem gobGasmsuin azunoTpumerwicuiad (0,165 mm, 1,244 mmons), H,O (3 i), L-
ackopOat Hatpus (0,049 r, 0,249 mmoinp) u mentaruapar cyibdara meau(Il) (0,031 r, 0,124 mmoins). CMech Ha-
rpeBamu 10 70°C no 3aBepmenus peakiuu (ZKXMC). Cmech pazbasisutn HyO u TBepbie BemecTBa OTPUIBTPO-
BeIBaIM. Bonueiid cinoit skctparupoBann EtOAc. OObeanHEHHBIE OPraHWYeCKUE CJIOM IPOMBIBAIN BOJOH, Ha-
CBIIIICHHBIM COJICBEIM PAacTBOPOM, CYIIWIH Halx 0e3BOAHBIM Na,SO, (UIbTpoBaNIM M KOHICHTpHUpoBanmu. He-
OUMIICHHBII MaTepuai obpadarsiBain cHavana EtOAc, a 3atem EtOAc/Et,O ¢ nonyueHnem yka3aHHOTO B 3aro-
JoBKe coequHeHus B Buae ocanka (0,056 r). XKKXMC: m/z 325,3.

c) 4,5-(((6-(U3ounmonuH-2-mnmetn )-4-okco-4H-nupan-3 -mn)okcn )metmn)-N,N-numetun-1H-1,2,3-
TpHa3oi-1-kapOookcamu (coequHeHme 264 ).

B xpyrmogonnyio konby sarpyxamn 5-((1H-1,2,3-tpua3on-4-uia)MeToKcH)-2-(M30UHI0IUH-2 -HIMETHI )-
4H-timpan-4-ou (0,058 1, 0,179 mmous), aneronutpun (3 mur), EGN (0,087 mut, 0,626 MMomb), TuMeTHIKapOa-
muxiopua (0,028 mur, 0,304 mmons) 1 DMAP (4,37 mr, 0,036 MMoub). PacTBop ocTaBisiiii pearupoBaTh IMpU
KT nmo 3aBepmenns peakuuu (JKXMC). Peakumto racuim HachImeHHBIM pactBopoM NaHCO; u BOgHBIN clioi
skctparupoBaii EtOAc. OO0benuHEeHHBIE OpraHUYecKHe CIIOM Cymwim 0e3BogHbIM Na,SO4, GUIbTpOBAIH H
KOHIICHTPUPOBAIH. HeounIeHHbI MaTepran OYHIIald KOJIOHOYHOW XpoMaTorpadueil ¢ moJydeHHeM yKas3aH-
HBIX B 3ar0JIOBKE coeauHeHUH (40 mr).

Usomep 1 (coemmuenne 264a): 'H-SIMP (Xmopodopm-d) &: 7,93 (¢, 1H), 7,77 (c, 1H), 7,16-7,24 (v, 4H),
6,51 (c, 1H), 5,27 (c, 2H), 4,04 (c, 4H), 3,77 (c, 2H), 3,22 (ymmp. ¢, 3H), 3,19 (ymmup. ¢, 3H). XKXMC: m/z 396,4
(M+H)".

Usomep 2 (coemmuenne 264b): "H-SIMP (Xmopodopm-d) &: 8,26 (c, 1H), 7,84 (c, 1H), 7,16-7,24 (v, 4H),
6,52 (c, 1H), 5,27 (c, 2H), 4,04 (c, 4H), 3,77 (c, 2H), 3,34 (yuwmp. ¢, 3H), 3,19 (ymup. c, 3H). XKXMC: m/z 396,4
(M+H)".

ITpumep 10.

4,5-(((6-((3,4-murunponzoxunonuH-2( 1 H)-um)mernn)-4-okco-4H-ntupan-3-ni)okcn )MeTin)-N,N-TUME THIT-
1H-1,2,3-tpuazodn-1-kapobokcamuy (coeauaenne 265)

s

]

S OY « QS

o = . o Q Ay

n=N ) o \\ N =0 S Y
o

N o ‘“EQ\ N/
N Wl

n-N

a) 2-((3,4-gurunpounsoxunonud-2(1H)-mwr)merwn)-5-(npon-2-un- 1 -mnokcn)-4H-upan-4-on

Oy, N
//:(/\O-kg 1\)@

VYka3aHHOE B 3arojioBKE€ coeluHeHHe monydainn u3 2-{[3,4-muruapousoxuHonnH-2(1H)-nn]merwn}-5-
ruapokcu-4H-mupan-4-ona (0,515 r, 2,0 mmons), nponaprmwixiopuaa (0,15 mm, 2,07 mmons), K,CO; (0,553 T,
4,0 mmons) B DMF (5 M) ipu 50°C B cOOTBETCTBHHM ¢ METOAMKOM, OMMUCAHHOW JIJIsl IpuMepa 1, coemuHeHust 1.
TTocne rameHust peakuuy BOIOW BOAHBIN ciioil skcTparupoBanu EtOAc. OObeuHEHHBIE OPTaHUYECKUE CIIOU
MIPOMBIBAJIA BOJIOH, CyIIMiu HaJ 06e3BomHBIM Na,SO,, GUIbTpOBaIM W KOHIICHTPUPOBAIH IO BAKyyMOM C TIO-
NTydeHHEM YKa3aHHOTO B 3aronoBke coequaeHns (0,45 T). JKXMC: m/z 296,3 (M+H)".

b) 5-((1H-1,2,3-tpuazon-4-mr)meroxcu)-2-((3 ,S‘-—,Z[I/IFI/IZ[pOI/ISOXI/IHOHI/IH-Z( 1H)-un)mermn)-4H-mupan-4-ox

S
S TS © @
-

VYkazaHHOe B 3arojioBke coeauHenne noiydanmu u3 2-((3,4-muruapowmsoxuHonuH-2(1H)-mwr)mermn)-5-
(npon-2-un-1-unokcn)-4H-mmupan-4-ona (0,15 r, 0,51 MmMoins), asuporpumermicuiana (0,067 mm, 0,51 MMonb),
L-ackopbara natpust (0,020 1, 0,10 mMonb) u meHraruapara cyiabdara memu(ll) (0,013 r, 0,05 mmons) B
JAMCO/H,0 (1:1, 4 mi), xak onucano Ha craxuu (b) npumepa 9. PeakimonHyo cMech raciiiy BOJIOH U 3KCTpa-
rupoBasin EtOAc. Bonusiii cinoit noBonunu 1o pH 7 u akcrparupoBanu EtOAc. O0bennHeHHbIE BTOPBIE 3KC-
TPAKTHI MPOMBIBATIH BOJIOH, Cynriu Haj 0e3B0aHBIM Na,SO,4, GUibTpoBanu U KOHICHTPUPOBAIH MO BAKYYMOM
C TOJY4eHHEM YKa3aHHOTO B 3arolioBke coexuuenms. 'H-SIMP (Xnopodopm-d) 8: 13,35 (yump. ¢, 1H), 7,81 (c,
1H), 7,58 (¢, 1H), 7,10-7,18 (m, 3H), 7,01 (m, 1H), 6,59 (c, 1H), 5,12 (c, 2H), 3,73 (c, 2H), 3,59 (c, 2H), 2,91-
2,97 (m, 2H), 2,80-2,91 (M, 2H). )KXMC: m/z 339,3 (M+H)".

c)  4-(((6-((3,4-Aurunpounzoxunonud-2( 1 H)-mn)merwn)-4-okco-4H-upan-3-mm)okcu)metnn)-N,N-nume-
tnn-1H-1,2,3-tpua3zon-1-kapbokcamun (coequHeHue 265).

VYkazaHHoe B 3arojioBke coemuHeHwe mnonydamu u3  S-((1H-1,2,3-tpmazon-4-um)merokcn)-2-((3,4-
nuruaponzoxuHoanH-2(1H)-um)mernn)-4H-upan-4-ona (0,08 1, 0,236 mMmous), Tpudtrnamuda (0,1 mur, 0,72
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MMOJIb), quMeTmikapoamunxiopuaa (0,033 mi, 0,36 mmois) 1 DMAP (5,8 mr, 0,05 MMons) B anleToHUTpHIIE (3
MJI), KaK OIIMCAaHO Ha cTaauy (c) nmpumepa 9. HeounieHHbIi MaTepran ouumany KOJOHOYHOH XpoMaTorpadueit
C MONy4eHHEM YKa3aHHOTO B 3arojoBke coemuuerns (0,033 T). OcHOBHOIT n3oMep (coemunenne 265a): 'H-SIMP
(Xnopodopm-d) &: 7,91-7,94 (m, 1H), 7,77 (¢, 1H), 7,08-7,17 (m, 3H), 6,99 (M, 1H), 6,52 (¢, 1H), 5,26 (c, 2H),
3,71 (c, 2H), 3,55 (¢, 2H), 3,33 (yump. ¢, 3H), 3,21 (ymmp. c, 3H), 2,90-2,97 (M, 2H), 2,80-2,86 (M, 2H).
KXMC: m/z 410,4 (M+H)".

Ipumep 11. 4-(((6-(M3omumonuH-2-unmeTn)-4-okco-4H-mupan-3-wmn)okcu)Metnin )-N,N-TUMe THITITHIIe -
puanH- 1 -kapO6okcamun (coequHeHune 266)

o
\.?,&.@\/ }{i B
0. 4
E L &r“ Wi
o
a) TpeT-0yTHi-4-(((6-(M3onumonuH-2-unme T )-4-okco-4 H-nmupan-3-wmi1) OKCH )METHIT ) TATIEPU T H- | -
KapOOKCHIIAT
¢ Q
>‘Lcyji‘mf\,
LA

i Q / /fﬂ’
o

CoeuHeHne TOMyJaln U3 S-THIPOKCH-2-(M30MHA0INH-2-umMeTn)-4H-mupan-4-ona (0,73 T, 3,0 MMoub),
TpeT-0yTun-4-(((MeTHICYTb(HOHMIT)OKCH ) METHI ) TUTIepuaAnH- | -kapOokcmnata (1,056 1, 3,6 mmoms) u K,COs
(0,871 1, 6,3 mmon) B DMF (6 mut) mpu 80°C B cOOTBETCTBUHU ¢ MeTOIUKOH mpumMepa 1. HeounmeHHsIi Mate-
pHan OYMIIA M KOJOHOYHOH Xpomarorpadueill ¢ MojgydyeHHEeM yKa3aHHOTo B 3aronoBke coexuHenus (0,28 r).
KXMC: m/z 441,5 (M+H)".

b) 2-(M3onHm0MMH-2-UIMETHN )-S5 -(TTUnepuanH-4-nimMeTokcn )-4 H-nupan-4 -oHruip 0X1opu

HN e}
i ——
Aol P
o

B kpyrnononnyio konby 3arpysxanu Tper-0yTuin-4-(((6-(n3ouHmpouH-2 -umeTn )-4-okco-4H-mmpan-3-wm)
okcn)MeTui)nunepuant-1-kapookcunar (0,28 r, 0,64 mmons), CH,Cl, (4 Mi) n TpudTOPYKCYCHYIO KHCIIOTY
(0,5 mi, 6,7 mmonb) npu KT. Ilocne ynanenust 3amurel (JKXMC) pacTBOp KOHIEHTPHUPOBAIN C HOIyYCHHUEM
YKa3aHHOTO B 3arojioBKe coeauHenns B Buze coiu TFA (0,36 r). )KXMC: m/z 341,4 (M+H)". Cons HCI yxka-
3aHHOTO B 3aroJIOBKC COCIMHCHHUS MOXET OBITh IMOJyYeHAa aHAJOTHMYHBIM oOpa3zoM u3 Tper-OyTmi-4-(((6-
(n3omHIONMMH-2-unMeTHI)-4-0kco-4H-npan-3-mn)okcH)Me T IUIIepU I H- | -kapOoKcHiIaTa B MpeABapUTEIbHO
CMEIIAaHHOM PacTBOPE alleTIIXJIopHa (6-7 SKBUBAJIEHT) U METaHOJIA.

BrmapuBanne nocyxa gaBajo yKa3aHHOE B 3aroJIoBKe coeanHeHne B Buae coian HCL

c) 4-(((6-(M3ourmomMH-2-unmeTnn )-4-okco-4H-mupan-3-nn)okcn)MeTin)-N, N-TuMe THIITATIEpUInH- 1 -
kapOokcamu (coeauHeHNE 267).

B kpyrionoHHyto KO0y 3arpykanu 2-(M30WHI0INH-2-IMETHI )-5-(MUnepuanH-4-niMeTokcn )-4H-mupan-
4-outpudroparnerar (0,36 r), DCM (3 mi), qumerunkapoamunximopun (0,10 v, 1,1 mmoins) u Et;N (0,4 v, 2,9
mmodb). Yepes 3 u npu KT peaknus He Obuta 3aBepiieHa (KXMC), mo3ToMy HOTONTHUATEIHEHO JOOABIISIIH TUME-
tunkapoamunxiopua (0,10 v, 1,1 mmons) u Et;N (0,4 mit, 2,9 MMons). PacTBOp KOHIICHTPHPOBAIH, TIOCIIE YETO
no6asistmn HackimenHbli NaHCO;. Boansrii cioit skctparuposain EtOAc. O0beanHeHHBIE OpraHUYECKHE CIION
cymmn 6e3801HBIM Na,SO;, GUIBTPOBAIN M KOHIEHTPUPOBAIN. HeounIieHHbIH MaTepran O4iIiail KOJIOHOY-
HOM XpoMaTorpadueii ¢ MoNydeHHeM yKa3aHHOTo B 3aroioBke coemunerns (0,07 r). 'H-SIMP (Xmopodopm-d) &:
7,59 (c, 1H), 7,16-7,24 (M, 4H), 6,49 (c, 1H), 4,04 (c, 4H), 3,77 (c, 2H), 3,65-3,75 (M, 4H), 2,82 (c, 6H), 2,73-
2,81 (m, 2H), 1,97-2,12 (M, 1H), 1,79-1,93 (M, 2H), 1,30 (M, 2H). XKXMC: m/z 412,6 (M+H)".

Crnenyromue coeIMHEHHS MOTy4Yalld B COOTBETCTBHH C METOAWKOM, OMMCAaHHON IS cTagud (C) mpuMepa
11, ucxons u3 2-(M30MHIOJINH-2-UIMETHN )-5-(MUTIEpUINH-4-UIMETOKCH )-4H-TtpaH-4-0HruApOXIopuaa U Ipy-
TOr0 MOJXOJAIIET0 MCXOTHOTO MaTepHaia. XapaKTepH3yIOIIHe JaHHBIE, NCXOIHBIH MaTephal M BO3MOXKHBIC
OTKJIOHEHHS B YCIIOBHSIX pEakINH (pacTBOPUTENb, TEMIIEPATypa PEaKkiMH, BpeMsl PEeaKlIHH, CIOCO0 OYHCTKH),
€CJIM TaKOBBIE UMEIOTCS, YKa3aHbI B TaOIHIIe.

CTPpYKTYpa ¥ MCXOLHH OTKJIOHEHMS YCJIOBUM peakumm /
w
MaTepHall IH-AMP (400 MI'u) /%XMC
</\/}\|“q,9 Vcnosusa: DMF. !H-AMP (Xjopodopm—
5N o
¢ E\/L‘,G‘.)L, (“(c?) d) &: 7,60 (c, 1H), 7,16-7,24
ber LA (, 4H), 6,49 (c, 1H), 4,00~
VCXOOHENL MaTepual: 4,09 (M, 4H), 3,68-3,78 (m,
MMppoIUIMH-1— 6H), 3,28-3,34 (m, 4H), 2,81
CYIT QOHMITKIIOPUT, (m, 2H), 1,97-2,04 (M, 1H),
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1,87-1,97 (M, 6H), 1,38 (u,
2H) . XXMC: m/z 474,5 (M+H)'.
Vcigoeua: DMF. 'H-fAMP (XJopobopM—
d) &: 7,59 (¢, 1H), 7,14-7,24
E}\LS‘;‘O/\ (m, 4H), 6,49 (c, 1H), 4,04 (c,
¢ N S - _ 3
\/kjo‘x‘/g;\ M/\»»}) 4H), 3,84-3,93 (M, 4H), 3,77
268 3'\0,&,“.\/\“/ (c, 2H), 3,75-3,82 (M, 2H),
VicxoOHBEDM MaTepuasn: 1- 3,72 (m, 2H), 2,77 (v, 2H),
a=e TUOMHCY L OOHIIXIO DI 2,18-2,28 (m, 2H), 1,96-2,04
(M, 1H), 1,92 (M, 2H), 1,36 (m,
2H) . XXMC: m/z 460,5 (M+H)'.
Ycnosua: DIPEA.
lH-AMP (Xsopodopm—d) &: 7,61 (c,
1H), 7,15-7,26 (M, 4H), 6,49
/D“:]j‘m"\ . (¢, 1H), 4,51-4,59 (M, 1H),
I l\/"\’o\;)\ﬁ 4/*:; 4,33 (xB, 2H), 4,04 (c, 4H),
269 Lot 3,77 (c, 2H), 3,66-3,81 (M,
VICXOLOHEDL MaTepras: 3H), 3,08-3,19 (m, 1H), 2,74
BTUIIXJIOPOKCOAIeTAT (M, 1H), 2,11-2,25 (M, 1H),
1,88-2,04 (M, 2H), 1,36 (T,
3H), 1,27-1,43 (M, 2H). XXMC:
m/z 441,8 (M+H)*.
Vcyoema: 4 4.
lH-AMP (Xsopodopm—d) &: 7,60 (c,
1H), 7,21 (M, 4 H), 6,49 (c, 1
H), 4,04 (c, 4 H), 3,87 (M, 2
270 o H), 3,77 (c, 2 H), 3,73 (m, 2
YICXOMHED MaTepMan:x Hy, 3,18 (m, 1 H), 2,90 (vm, 2
UBOTPONMIICY JTb HOHMITXIIOPWIT Hy, 2,05 (v, 1), 1,94 (ymwp.
nn, 2 H), 1,34 (M, 8 H); XXMC:
m/z 447,2 (M+1)*,
Yecaopua: 4 4.
1H-AMP (Xmopodopm—d) &: 7,60 (c,
a7 . 1H), 7,21 (M, 4 H), 6,49 (c, 1
; H), 4,04 (c, 4 H), 3,84 (M, 2
VICXOIHEIL MaTepual: H), 3,77 (¢, 2 H), 3,73 (m, 2
1300y TaHCyJIbOOHMIKIIOPNII H), 2,74 (M, 4 H), 2,29 (pT, 1
H), 2,00 (M, 3 H), 1,40 (M, 2
H), 1,11 (m, 6 H); XXMC: m/z
461,2 (M+1)*,

O
L
T D
ioi g

Mpumep 12. 5-((1-M300yTHpHanunepuna-4-uia)MeTOKCH)-2-(M30MHI0MNH-2-niMeThn)-4H-niupan-4-on
(coemunenne 272) u 2-(M30MHAOMMH-2-IaMeTHN)-5-((1-(2,2,2-TpudTopaneTn)mumnepuana-4-un)Metokcn )-4H-
nupan-4-oH (coenuaenue 273)

o]
NGENG N ,f:)
fiaj /
(&)

B kpyrmomonHyto komOy 3arpyxkand TpeT-O0yTwmi-4-(((6-(m3ouHIonnuH-2-mimMeTnn)-4-okco-4H-tupan-3-
WJT)OKCH)METHIT)TMNepuauH- 1 -kapookcunar (0,16 r, 0,36 mmoins), CH,Cl, (4 Mi1) 1 TpUPTOPYKCYCHYIO KHCIIOTY
(0,32 M, 4,3 mmonb). PactBop ocrasnsun pearnpoBats npu KT. Korna peakust 3aBepianacs (QKXMC), pac-
TBOPHTEINN BbIMapuBany 1noja BakyymoM. Ocrarok pactBopsiii B CH,Cl, (4 mn) u Et;N (0,25 mi, 4,9 mmons).
3arem no6asisiin n3o0ytuprixitopun (0,057 mi, 0,55 mmons) npu KT. Korna peakuns 3aBepmanacs CKXMC),
pacTtBoputenu BbimapuBanu. OctaTok pacnpenensuin Mexay HacblmeHHBIM NaHCO; u EtOAc. Bonuslit cnoit
skctparupoBain EtOAc. OObequHeHHBIE OpraHnYecKue ciou cymuian 0e3BoaHbM Na,SOy4, ¢uneTpoBanu u
KOHIIEHTPUPOBAIN Tocyxa. HEeOUHIIeHHbBIN MaTepral OYHIAIA KOJIOHOYHOW XpoMmarorpaduel, mocie 9ero mo-
nynpenapatuBHOi BOXKX ¢ monmydeHneM yka3aHHBIX B 3aT0JIOBKE COSTMHECHU.

5-((1-300yTHpUITIUTICpU TTH-4 -1 )METOKCH ) -2 -(M30MHIOIHH-2-unMe T )-4H-iupan-4-o1  (coemuHeHMe
272) (0,004 r): 'H-SIMP (Xmopodopm-d) 8: 7,60 (c, 1H), 7,16-7,25 (m, 4H), 6,49 (c, 1H), 4,65-4,74 (m, 1H), 4,04
(c, 4H), 3,91-4,01 (m, 1H), 3,77 (c, 2H), 3,64-3,75 (M, 2H), 3,05 (ymup. M, 1H), 2,75-2,85 (M, 1H), 2,50-2,64 (M,
1H), 1,79-1,89 (m, 2H), 1,17-1,25 (m, 2H), 1,08-1,15 (M, 6H). XKXMC: m/z 411,5 (M+H)".

2-(MzonngonuH-2-unmmetnn)-5-((1-(2,2,2-rpudTopanetn) nunepuanH-4-uwn)Metokcn)-4 H-mupan-4-ox
(coemunenue 273) (0,079 r): 'H-SIMP (Xsnopodopm-d) 8: 7,61 (c, 1H), 7,16-7,24 (m, 4H), 6,49 (c, 1H), 4,54-4,63
(M, 1H), 4,01-4,11 (m, 1H), 4,04 (c, 4H), 3,71-3,81 (M, 4H), 3,09-3,23 (m, 1H), 2,74-2,87 (m, 1H), 2,14-2,30 (M,
1H), 1,95-2,11 (m, 2H), 1,26-1,49 (M, 2H). )KXMC: m/z 437,5 (M+H)".
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Mpumep 13. 1we-N-(4-(((6-(M3ounmonuH-2-unmetnn)-4-okco-4H-mupaH-3-11) OKCH ) METHIT ) ITUKITOTICHT-2 -
eH- | -mm)nuKnonponancynbhonamul, popmuar (coequHeHne 274)

D—g—mm
Q- 0
\\\&/L/Q jﬁ\ . LN
7
\on NS

a) 1uc-5-((4- AMHHOITUKIIOTICHT-2-eH- | -MT)METOKCH)-2-(M30UHI0IMH-2-uaMe T ) -4 H-mupan-4-onam-
THIPOXJIOPH]
HaN

)‘“j i /\>
Ny O I
e - ﬂ r»«\\ y
\ﬂ\o,lvm\/“’

K cycnensun  1muc-tpet-0yTuin-(4-(((6-(m3ouHI0INH-2-MIMeTHN )-4-0kco-4H-mupaH-3-1i1)OKCH ) METHIT)
IIUKJIOTIeHT-2-eH- | -mm)kapoamara (0,250 r, 0,57 MMob) B 2-ipomnanodie (2,5 M) T00aBIISITH XJIOPHUCTHIH BOJO-
pox (3 M B CPME, 0,653 M, 1,96 mMonb). Cmeck nepemerimBany pu 50°C 1o 3aBepIieHHs peakuuu (aHaiIu-
supoBasi JKXMC). CMech oxi1axJ1any U BBIIABIIUHA B 0CaT0K MPOAYKT BBLACISUIN (QHIBTPOBAHUEM C OTCAchIBa-
HMeM. BhIcylmmBanue 10/1 BAKYYMOM JaBalio yKa3aHHoe B 3aronoske coeaunenue (0,128 r). "H-SIMP (400 MI ',
JIMCO-dg): 6 12,4 (yummp. c, 1H), 8,34 (c, 1H), 8,07 (¢, 3H), 7,37 (ymmp., 4H), 6,80 (ymmup. ¢, 1H), 6,07-6,12
(M, 1H), 5,86-5,90 (M, 1H), 4,60 (ymump., 4H), 4,16-4,27 (yump., 1H), 3,84-3,96 (M, 2H), 3,15-3,22 (m, 1H), 2,4-
2,54 (m, 3H, wactiyHo nepekpoiBatomuiics JIMCO), 1,67-1,75 (m, 1H).

b)  mmc-N-(4-(((6-(M3ounnonmH-2-nimernin)-4-okco-4H-nnpaH-3-1ir)OKCH )METHIT ) [IUKIIONIEHT-2-€H- | -1T)
UKJIOTIpoTTancynb(ponamu, popmuar.

K cycniensun 1uc-5-((4-aMAHOIIMKIIONIEHT-2-¢H- | -HJT1)METOKCH)-2-(M30MHI0JIMH-2-niMe T ) -4 H-tupan-4-
oupurunpoxiopuna (0,128 r, 0,311 mmonp) u TprmdTHiamuaa (0,167 M, 1,195 mmons) B cyxom DCM (2 mi)
no0aBsHM IUKIToNponancynbGormixiaopuna (35 mxm, 0,341 mmons). Cmeck nepemenuBamu nipu KT g0 3aBep-
mennst peakunn (aHammsupoBam KXMC). Cmech pazbaBmsuim DCM u HaceimeHHBIM pactBopoM NaHCOs,
MPOMBIBAIN BOJOH M HACBIIIEHHBIM COJIEBBIM PACTBOPOM, CYIIHMIH HAaJ CyIb(aToM HATpHS U KOHLEHTPUPOBAIH
NPY TOHIKEHHOM JaBJIEHUH C MOJyYEeHHEM HEOUHIIEHHOTO NMpoaykTa. OuncTKa KOJIOHOYHOM XpoMaTorpaduei
¥ noynpenaparusHoit BOJKX naana ykasauHoe B 3arojoske coenunenue (18,6 mr). 'H-SIMP (400 MI'n, Xio-
podopm-d): & 7,56 (c, 1H), 7,35-7,39 (m, 2H), 7,29-7,33 (m, 2H), 7,17-7,24 (M, 4H), 6,49 (M, 1H), 4,11 (T, 2H),
4,04 (c, 4H), 3,76 (1, 2H), 3,15 (1, 2H), 3,10 (ymmp. c, 3H), 2,98 (c, 3H); )KXMC: m/z 419,4 (M+H) *

pumep 14. mue-N-(4-(((6-(M3ounmonuH-2-unmernn)-4-okco-4H-mupaH-3-11)OKCH ) METHIT ) ITUKITOTICHT-2 -
eH-1-m)-3-metunoyranamua, popmuar (coeauHenue 275)

9
\ o NH
P

[0}
S U
; N\ /
I8y

K cycniensun 1uc-5-((4-aMAHOIMKIIONIEHT-2-¢H- | -FJT)METOKCH)-2-(M30MHI0JIMH-2-niMe T ) -4 H-tupan-4-
oumurunpoxiopuna (0,187 r, 0,455 wmmoms), TpwdTWwiammaa (0,209 ma, 1,50 MMomb) u  4-mUMETHII-
amuHoTpuanHa (6,1 mr, 0,05 MMoib) B cyxom THF (1,5 mur) no6asmsimn 3-metunOytapunxnopun (91 mxa, 0,75
mmonb) B cyxoM THF (0,5 mun). Cmechr nmepemenmBamu npu KT no 3aBeprieHus peakuuu (aHaIn3HpOBaIH
KXMC). Cmech pazdasisin EtOAc u 5% BoxubIM pactBopoM Na,CO; u nepeMemmBany B Tedyenne 10 MuH.
®a3pl pazgensiam U opraHuyeckyro ¢asy mpoMbeBaH 5% BoAaHbIM pacTBopoM NaOH, Bomol M HachIIIEHHBIM
COJIEBBIM PacTBOPOM, CYIIWJIM HaJ CyJIb(haToM HATPUS U KOHIEHTPHPOBAIU IIPU ITOHWKEHHOM JaBJIEHUH C TO-
Jy49eHHEM HEOYHIIECHHOTO MpoaykTa. OYncTKa KOJOHOYHOH Xpomarorpaduedl m noiynpenapatuBHoi BOKX
JlaBaja yKasaHHOE B 3arosoBKe coemuuenne (39,5 mr). 'H-SIMP (Xmopodopm-d): & 8,11 (c, 1H), 7,92 (yump. a,
1H), 7,53 (¢, 1H), 7,18-7,25 (M, 4H), 6,51 (c, 1H), 5,81-5,84 (m, 1H), 5,71-5,75 (m, 1H), 5,21-5,29 (M, 1H), 4,08
(c, 4H), 3,81 (c, 2H), 3,81 (am, 1H), 3,72 (mx, 1H), 3,01-3,08 (m, 1H), 2,49-2,60 (M, 1H), 2,24-2,34 (M, 2H), 2,12
(cen, 1H), 1,55-1,63 (m, 1H), 0,96 (1, 3H), 0,92 (1, 3H); ’KXMC: m/z 423,9 (M+H)"

IIpumep 15. muc-N-(3-(((6-(M3ouna0mmH-2-uuMeThi )-4-0kco-4H-mrpaH-3-1T)OKCH ) METHIT ) ITUKJTOTICHTHIT)
MeTaHCyIbhoHaMHu (coequHeHne 276)

”g—NH
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T
o

a) 1muc-tpeT-bynin-(3-(((6-(m3ouna0MHH-2-MIMeTH )-4-0kc0o-4H-TtpaH-3 -1T) OKCH ) METHIT ) ITUKIIOTICHTHIT)
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K cmecu Pd na aktuBupoannom yriae (10% Pd, 0,102 r, 0,096 mmoinb) B Metanoie (15 mu) mobamisiiu
pactBop nmc-TpeT-0yTHin-(4-(((6-(M30MHIOMUH-2 -uIMeTH )-4-0kco-4H-upan-3 -1i1)OKCH)METHIT ) IUKIIOTIEHT-2 -
eH-1-mr)kap6amara (0,84 T, 1,916 Mmmonb) B Mmetanose (15 mim). CMech niepeMentiuBaiy B aTMochepe Bogopoaa
npu KT g0 3aBepmenus peaknuu (aHammsupoBam JXXMC). PeaknuonHyo cMech QUIBTPOBAIHM Yepe3 CIOoH
Celite® u QuIbTpaT BBHIIAPUBATH C MOJYYCHHEM HCOUYHINECHHOTO MpoAykTa. OYHCTKA KOJIOHOYHOM XpOMAaTo-
rpadueii naBaga ykasaHHoe B 3aronoske coeaunenne (0,378 1). 'H-SIMP (Xnopodpopm-d): & 7,59 (¢, 1H), 7,17-
7,24 (m, 4H), 6,48 (M, 1H), 5,07 (ymmup., 1H), 3,98-4,08 (M, 1H), 4,04 (c, 4H), 3,82 (x, 2H), 3,77 (1, 2H), 2,36-
2,48 (M, 1H), 2,22-2,32 (M, 1H), 1,90-1,99 (m, 1H), 1,78-1,89 (M, 1H), 1,49-1,65 (M, 3H), 1,45 (c, 9H).

b) mwc-5-((3-AMUHOIMKIIONICHTHI )METOKCH ) -2 -( MI30MHI0INH-2 -miiMe TrN ) -4 H-niupan-4-oH
HN

Yo o
| -
T

K cycnensun  muc-tpet-0yTuin-(3-(((6-(m3ouHI0INH-2-MIMeTHN )-4-0kco-4H-TtupaH-3-1i1)OKCH ) METHIT)
mukonenT)kapodamara (0,350 r, 0,794 Mmois) B 2-iponianodie (4 Mit) 100aBIsUTH XJIOPHCTHIH Bomopox (3 M B
CPME, 0,927 mn, 2,78 mmonb). Cmech nepememmBaiy npu 60°C 1o 3aBeplIeHUs] peaklyy (aHaIM3UPOBAIH
KXMC). PeakumoHHyr0 cMmech pa30aBisiiM BOJOH, MNOANIETAYMBaId HACBHILICHHBIM BOIHBIM PacTBOPOM
NaHCO; u skctparupoBanmu EtOAc. Opranndeckyro a3y NpoMbIBaIM HACBHIIIEHHBIM COJIEBBIM PACTBOPOM, CY-
MWK HaJ Cyab(aToM HaTpUs M KOHIEHTPUPOBAIH IPH IMOHWKEHHOM JaBJICHUH C TOJyYEHHEM YKa3aHHOTO B
3arosioBke coenuaenus (0,16 T), KOTOpoe HCIIOIB30BAIM KaK €CcTh Ha ciemyromien craauu. JKXMC: m/z 341,3

(M+H)"
c) uc-N-(3-(((6-(M3oungonuH-2-mimMeTnn ) -4-okco-4H-impaH-3 -MIT) OKCH ) METHIT ) ITUKJIOTIEHTHIT )METaH-
cynb(hoHAMUT

K pactBopy mmc-5-((3-aMUHOIIMKIIOTIEHTHI )METOKCH )-2-(M30MHI0INH-2 -miMe Tl )-4H-mupan-4-ona (0,16
1, 0,47 Mmmons) u TpudTHiiamuaa (0,131 mut, 0,94 mMmons) B cyxom DCM (2,5 mut) 1o6GaBisi METaHCYIb(QOHMI-
xnopug (36 mxiu, 0,47 mmons). Cmecs nepememmBany npu KT 1o 3aBepiueHnst peakuuw (aHaJHM3HPOBAIIN
KXMC). Cmech pazdasmsuin DCM n vacsimenasiM pactBopoM NaHCO;, npombIBaii BOJIOH M HAaCHIIIEHHBIM
COJIEBBIM PacTBOPOM, CYIIWJIM HaJ CyJb(haToM HATPUS U KOHIEHTPHPOBAIU IIPU ITOHWKEHHOM JaBJIEHUH C TO-
Jy49eHHEM HEOUYHMIIEHHOTO Mpoaykra. OYHCTKa KOJOHOYHOHM XpomaTtorpadueil raBaja yka3aHHOE B 3arOJIOBKE
coemuuenne (39 mr). 'H-SIMP (Xnopodopm-d): & 7,56 (¢, 1H), 7,18-7,24 (m, 4H), 6,53 (ymmp. 1, 1H), 6,52 (c,
1H), 4,05-4,13 (M, 1H), 4,04 (c, 4H), 3,79-3,85 (M, 2H), 3,78 (n, 2H), 3,04 (c, 3H), 2,43-2,52 (m, 1H), 2,23-2,33
(M, 1H), 1,73-2,01 (M, 4H), 1,69 (T, 1H); XKXMC: m/z 463,2 (M-H)"

IMpumep 16. (R)-2-(M3oungomnun-2-mimetnn)-5-((1-(MeTHICymbGOoHMIT)TUpPOTUANH-3 -1 )MeTokcH )-4H-
nupan-4-oH (coenunenue 277)
o
1 e,

o}
Ao A )
N 4
e

y
o=57
N
<

a) (R)-2-(M3onHa0muH-2-AIMeT)-5 -(MuppoauanH-3-uaMeTokcn)-4H-mupan-4-ox

™%
\/ "l;e.’o\ ‘ o
o N

CoenMHEHHE TIOTYYall B COOTBETCTBHU C METOAUKOM, onrcanHol ams craguu (b) mpumepa 15, ucnonb3ys
B KayecTBe MCXOAHBIX MarepuaioB (R)-tper-Oyrtumn-3-(((6-(n3omnmonuH-2-unmernn)-4-okco-4H-nmpan-3-wm)
OKCH)METHI)TUPpOoNHIuH- 1 -kapookeniar (0,834 r, 1,955 mmons) u xnopuctsiid Boxopoxn (3 M B CPME, 2,28
M1, 6,84 Mmodb) B 2-tiporanonie (10 mir). YkazanHoe B 3aronoBke coequaenue (0,175 r) ucmoap30Baiu Kak ecTh
Ha crefyromei craauu. JKXMC: m/z 327,2 (M+H)'.

b) (R)-2-(M3ounnonuH-2-mimetnin)-5-((1-(MeTHICYIL(GOHIIT ) TUPPOIUANH-3 -1 )MeToKCcH )-4 H-ninpan-4-
OH.

CoeHEeHHE TTOTyYalId B COOTBETCTBHH ¢ METOJMKOM, OTIMCAHHOM s cTaaum (¢) mpuMepa 15, ncnomb3ys
B Ka4ecTBe MCXOTHBIX MaTrepHalioB (R)-2-(M30MHIOMMH-2-HIMETIIN)-5-(TTHPPOTUINH-3-niMeTokcn )-4H-tupan-
4-om (0,175 1, 0,536 MMoub), TpudTHIIaMuH (0,149 M, 1,072 MMoub) 1 MeTaHcyIbGormIxIopu (41 M, 0,536
MMOJTb) B cyxoM DCM (3 mur). OuucTka KOJIOHOYHON XpoMarorpadueil 1aBajga ykasaHHOE B 3ar0JIOBKE COEIU-
Hernwue (50 mr). 'H-sIMP (Xmopodopm-d): 8 7,66 (¢, 1H), 7,18-7,24 (M, 4H), 6,49 (m, 1H), 4,06 (c, 4H), 3,95 (un,
1H), 3,88 (an, 1H), 3,79 (x, 2H), 3,56 (ua, 1H), 3,45-3,53 (M, 1H), 3,34-3,40 (M, 1H), 3,31 (ax, 1H), 2,88 (c,
3H), 2,74-2,85 (M, 1H), 2,12-2,23 (M, 1H), 1,83-1,94 (m, 1H); dKXMC: m/z 405,2 (M+H)".

Mpumep 17. 4-((6-((5-bpomuzonHa0NNH-2 -1 )METHI)-4-0Kc0-4H-ntpan-3-1I0KCH)MeTHIT) Oe H30HU TP

(coenunenue 278)
Q 5 N
BERSS
NCU\ Br
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a) 4-((6-(I'mnpoxcumermin)-4-oxco-4H-mmpaH-3-m1okcn ) MeTHIT ) 0EH30HUTPHIT

//;N
(,/\/O\Q/

o L,
PactBop S-ruppoxcu-2-(ruapoxkcumermn)-4H-mupan-4-ona (500 wmr, 3,52 wMMoib), ambga-opom-m-
tosryauTpria (690 mr, 3,52 mMoinp) 1 kapbonarta kanus (973 mr, 7,04 mmone) B DMF (10 mur) HarpeBanm npu
80°C B MUKpPOBOJTHOBOM peakTope B TeueHue 15 MuH. PeakimoHHyo cMech BbUIMBaIU B Boay. Ocamok (QuibT-
POBaIM, TIPOMBIBAIIA BOJON M CYIIMIN C TIOJy4YeHHUEM yKa3aHHOTO B 3aroyioBke coeaunenus (0,75 r). 'H-sIMP
(400 MI'n, IMCO-dg) 6 u/man 8,21 (c, 1H), 7,89 (¢, 1H), 7,87 (¢, 1H), 7,60-7,64 (m, 2H), 6,33-6,35 (M, 1H),
5,07 (c, 2H), 4,30 (c, 2H).
b) (5-(4-Llmanoben3minokcn)-4-okco-4H-nupan-2-ui)MeTHIMeTaHC YT OHAT

[T’m\‘
o Sy oA
th /’J\,/L\/KO
P

-

K pactBopy 4-((6-(tuapokcumetiin)-4-okco-4H-mupan-3-mwiokcu)metmn)oenmsonntpmia (0,2 1, 0,777
mMmoutb) 1 TEA (0,325 mi, 2,332 Mmmouts) B DCM (5 mut) mpu 0°C 1006aBIIsITH 1O KaIuIssM METAaHCYJIb()OHMITXII0-
pua (0,075 mi, 0,972 mmons). Peakiuonnyto cmech nepemennBanyu npu 20°C B TedeHue 3 4 U IPOMBIBAIM Ha-
ceimieHHsIM NaHCO;, 0,1 M HCl u HachIeHHBIM coneBBIM pacTBopoM. Opranudeckuii cinoi cymmmn Na,SOy,
(bUIBTPOBAIH M BHIIAPHMBAIIHK C MOJNyYEHHEM YKA3aHHOTO B 3arojioBke coenunenns (0,14 r). 'H-SIMP (400 MI',
Xaopodopm-d) & w/mma 7,66-7,70 (M, 2H), 7,64-7,66 (m, 1H), 7,51-7,56 (M, 2H), 6,43-6,55 (m, 1H), 5,14 (c,
2H), 4,30-5,05 (m, 2H), 3,11-3,15 (m, 3H).

¢) 4-((6-((5-bpomu3zoMHIOINH-2-1IT)METHI)-4-0Kc0o-4H-ntnpan-3 -1I0KCH)METHIT) OE H30HU TPHIL.

PactBop 5-Opommzomnpmonuna (0,07 1, 0,353 mmons) n (5-(4-nmanobGeHzunokcu)-4-okco-4H-nupan-2-
wi)MetwiMerancynbdonara (0,119 r, 0,353 mmons) u kapbonara kamus (0,098 r, 0,707 mmons) B IMCO (2 M)
nepememuBaiy npu 60°C B Teuenne 30 MuH. J[06aBIsLITM BOAY W BOAHBIN citoi akcTparupoBamn DCM. Opranu-
YEeCKHe CJIOW OOBeIWHSIN, IPOMBIBAIM BOJOM M HACHIIICHHBIM COJIEBBIM PAacTBOPOM, cymmiau Haj Na,SO,,
(buIpTpOBANH, BBHITAPUBAIA M OYHUINAIN TodynpenapatnBHOH BOXKX ¢ mosrydeHneM yka3aHHOTO B 3ar0JIOBKE
coenuuenus (9 mr). 'H-SIMP (400 MI'u, Xmopodopm-d) & u/mmu 7,66-7,70 (M, 1H), 7,63 (c, 1H), 7,52-7,56 (M,
2H), 7,33-7,37 (m, 2H), 7,05-7,17 (M, 1H), 6,50 (c, 1H), 5,13-5,16 (m, 1H), 3,95-4,04 (M, 4H), 3,74-3,76 (M, 2H),
1,54-1,83 (M, 2H); XKXMC: m/z 437,3 (M+H)".

Crnenyromue COeIMHEHHS MTOTyYald B COOTBETCTBHH C METOANKOM I cTaanu (c) mpumepa 17, ncnois3ys
B Ka4eCTBE MCXOJIHOT0 MaTepuala M30MHOINH WM €TO MPOM3BOAHOE U IPYroil MOAXOAAIINN UCXOAHBIH MaTe-
puan. XapakTepusyloliue JaHHbIe, NCXOJHBIH MaTepral U BO3MOKHBIC OTKJIIOHEHHS B YCIIOBHSIX peakiuu (pac-
TBOPHTEIIb, TEMIIEPATYPA PEAKLIUH, BPEMS PEAKIHH, CIIOCO0 OYMCTKH), €CIIM TAKOBBIE UMEIOTCS, yKa3aHbl B Ta0-
JvLe.

Hcnonp30BaHHBIE CIIOCOOBI OUMCTKH:

A=Kpucrannmzauus;

B=Komnonounast xpomarorpadmus;

C=0OcaxneHue B BOJIHOU cpejie;

D=Ilonynpenapatusnas BOXKX;

E=Tpurypuposanue;

F=0O6pa3zoBanue conu;

G=Dbe3 nonomHUTENBHON OUUCTKH.

-117 -



039309

CTPpYKTypa M MUCXOIHBIA OTKJIOHEHMS] YCJIOBUM peakumm /
N
MaTepuan H-sAMP (400 MI'h) /XXMC

Vcinoeusa: DMF, 85°C, B.
o IH-fIMP (OMCO-ds) 3: 8,26 (c,
N 1 H), 7,94-7,99 (M, 2 H),
N

ﬁ/@h 7,67-7,72 (M, 2 H), 7,09-
~

i 7,15 (M, 1 H), 7,05 (c, 1

o
279 . H), 6,99-7,03 (M, 1 H), 6,43
JcxomHelt MaTepuan: (5-((4-
(c, 1 H), 5,10 (¢, 2 H),
(MeTuIICYJIbGOHMIT) OEH3MII) OKCK)
3,91 (¢, 4 H), 3,78 (c, 2
H), 3,22 (c, 3 H), 2,28 (c
3 H); XXMC: m/z 426,3
(M+H) *.

—4-okco-4H-nupaH—-2—

WMJI) Me TMJIME TAHCYIbQOHAT ;

o, Vciosusa: DMF, 80°C.

\ l:iy,\bjzgjz/\v H-SIMP (Xsopodopm-d) &:
0,/..8\&; % 7,94-7,98 (M, 2 H), 7,65 (c,
1H), 7,61-7,64 (M, 2 H),
280 7,10-7,15 (M, 3 H), 6,51 (c,
1 H), 5,18 (c, 2 H), 3,98~
4,02 (m, 4 H), 3,76 (c, 2
H), 3,06 (c, 3 H), 2,47 (c,
3 H); XXMC: m/z 458,6

VicxopHemt MaTepman: (5-((4-
(MeTHIICYJIE QOHMIT) OEH3MII) OKCH)
—4-okco-4H-nupaH-2-

W) MeTMIIME TaHCYJIbQoHaT

YcioBus: DMF, 70°C, C u D.

'H-sAMP (IIMCO-d¢) d: 8,28 (c,
\s/PC 9 N/:@ 1 H), 7,95-7,99 (v, 2 H),
& o—@—/ 7,68-7,72 (M, 2 H), 7,22
281 VICXOOHED MaTepuan: 2- 7,30 (m, 3 H), 6,46 (c, 1

H), 5,10 (c, 2 H), 3,99-4,10
(M, 4 H), 3,84 (c, 2 H),
3,23 (¢, 3 H); XXMC: m/z
446,6

(xs10pMeTmIT) —5- ( (4—
(MeTuIICYJIbGOHMIT) OEH3MII) OKCH)

—4H-nmpaH-4-0H

Mpumep 18. N-(3-I'mapoxkcunponmin)-4-(((6-(n3onHaonmmH-2-mimernn)-4-okco-4H-nnpan-3-nim)okcu) me-
TIn)0eH3amu (coenuHeHue 282)

0,
N == \\&3
Non

a) 4-(Xmopmetwin)-N-(3-TuapoKCHTIPOITHIT ) OeH3aMU .

K pactBopy 4-(xiopmernn)oensomnxiopuaa (2,97 r, 15,71 mmons) B DCM (10 mir) nobasistu 3-aMuHO-
1-npomnanon (1,180 r, 15,71 mmons) B DCM (20 mu), 3atem mno kamwmim pobasmsuin TEA (2,409 mon, 17,28
Mmodb) nipu 0°C. Peakumonnyto cmecs nepemernBany npu 0°C B teuenue 45 mus. K cMecu nobasisum Boxy,
CJIOW Pa3JeNsuli U BOJHBIH cioil skcTparupoaan DCM. Opranndeckue ciou o0beIWHSIIM, NpoMbiBaIH 1 M
NaOH, 1 M HCI u HacbIIIeHHBIM COJIEBBIM pacTBOpoM, cymmnn Na,SO,4, GuapTpoBany U BbinmapruBaiu. Heoun-
LIEHHBIH MTPOIYKT OYMIIAIM KOJOHOYHOH XpomMaTorpadueil ¢ mocieayomuM TPUTYPHUPOBAHUEM MTPOCTHIM JIU-
STHIIOBEIM 3(QHPOM C TIONTydeHHEM YKa3aHHOTO B 3arojioBKe coeanHerns. JKXMC: m/z 228,2 (M+H)".

¢) 3-(4-(XmopmMeTriT)0OeH3aMHUI0 ) ITPOITHITAIICTAT.

K pactBopy 4-(xmopmerwin)-N-(3-ruapokcumnponui)oenzamuna (1,79 r, 7,86 mmons) B upuauae (15 mur)
nobaBnsn ykeycHbId anruapun (1,115 mi, 11,79 mmons) npu 0°C. PeakIMoHHYI0 CMeCh MEepEMEITUBAIN TPH
0°C B Teuenue 15 mun u ipu 20°C B Teuenue 30 MuH. PacTBOpHUTENh BHITAPUBAJIH U K OCTATKy M00aBIISUTH BOLY.
Bopnslit cnoii sxcrparupoBanu EtOAc. Opranndeckue ciou o0beanHsimy, npomsiBanu 1| M HCI, Bogoit, 5%
NaHCO; u HachIIIEHHBIM COJEBBIM pacTBOpoM, cymnian Na,SOy4, GHIBTpOBaNIN M BHIIAPUBAIIH C MOTYyYEHUEM
YKa3aHHOTO B 3aroyioBke coeaunenns. JKXMC: m/z 270,2 (M+H)".

¢) 3-(4-(((6-(Mzonnmonuu-2-unmeTwin )-4-okco-4H-nupan-3 -mim)okcr)MeTHI ) Oe H3aMuU 10 ) IpOTTvIIalieTar.

CycrnieH3uto  S-Tuapokcu-2-(u3onHaonmH-2-uwnimerwn)-4H-npan-4-osa (0,2 r, 0,822 wmmoxns), 3-(4-
(xmopmermn)oen3amuno)nponunanerata (0,222 r, 0,822 mmons) u K,CO3 (0,199 1, 1,439 mmois) B8 DMF (2 mun)
HarpeBanu mpu 80°C B Teuenune 30 muH. K cmecn 100aBisiiii BOAy W BOTHBIN clloi akcTparupoBain DCM. Op-
TaHUYECKHUE CJIOM OOBEOWHSIN, MPOMBIBAIN BOIOH M HACHIIIEHHBIM COJEBBIM PAacTBOPOM, Cymmin Nap;SOy,
(UIBTPOBANN U BBITIAPHBAIIH.

HeounmeHHpIH MPOIYKT OYUIIATN KOJIOHOYHOH XpoMmarorpadueii ¢ MoiydeHneM YKa3aHHOTO B 3aT'0JIOBKE
coemuueHns. XKXMC: m/z 477,5 (M+H)".

d) N-(3-T'mapoxcunpomnn)-4-(((6-(n30uHI0IHH-2-UIMeTHI)-4-0kco-4H-mupan-3-mn)okcu)MeTnin) OeH3a-
MU

Cycnienzuto 3-(4-(((6-(n3onH0MMH-2-1AMeTHI )-4-0Kc0-4 H-1mupaHn- 3 -1i1) OKCH ) METHIT) OE H3aM U 10 ) TIPOTT I -
anerata (0,195 r, 0,409 mmons), K,CO; (0,071 1, 0,512 Mmmoinb) u Metaroina (5 mur) B DCM (5 mut) mepemeninBa-
mu ripu 20°C B Teuenue 1 4, mocne yero ¢punbTpoBaiy. GUILTPAT BEINAPUBAIM JOCYXa U OCTATOK OYHMILAIH KO-
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JIOHOYHOH Xpomarorpadueli ¢ MocIeayrIIuM TPUTYPHPOBAHUEM CO CMECHIO TeNTaHa U MPOCTOrO TUITUIIOBOTO
3¢upa ¢ TOTyYeHHEM YKa3aHHOTO B 3aronoBke coemmuenns (0,04 r). 'H-SIMP (400 MI'u, Xmopodopm-d) &
u/miH 7,74-7,79 (M, 2H), 7,58 (¢, 1H), 7,42-7,47 (m, 2H), 7,18-7,24 (M, 4H), 6,91-6,98 (m, 1H), 6,51 (c, 1H),
5,09 (c, 2H), 4,03 (c, 4H), 3,75 (¢, 2H), 3,70-3,73 (m, 2H), 3,58-3,64 (M, 3H), 1,75-1,83 (m, 3H), 1,21 (1, J=7,0
I'n, 1H); XXMC: m/z 435,5 (M+H)".

IIpumep 19. N-(1-I'mapokcu-2-meTtmmpornan-2-mi)-4-(((6-(m3ouHaomuH-2-umMeTnn)-4-okco-4H-impan-3-
WIT)OKCH)MeTHIT)0eH3amMu I (coequHerue 283)
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Cycnenzuto  2-(4-(((6-(n30uHAOTNH-2-HIMETHI)-4-0Kc0-4 H-paH-3 -11)OKCH )METHI ) OeH3aMH/I0 ) -2 -Me-
tunnponunauetata (0,284 r, 0,579 mmons), K,CO; (0,100 1, 0,724 mmonb) u metanona (5 mia) B DCM (5 mn)
nepemeruBany npu 20°C B Teyenue 1 4, mocne vero ¢puibTpoBany. OuibTpaT BHINAPUBAIN JIOCYyXa M OCTATOK
OUMINANN KOJIOHOUHO# XpoMaTorpadueii ¢ MOTyYeHHeM yKa3aHHOTO B 3aronoBke coeaunenus (0,12 r). 'H-SIMP
(400 MI'n, IMCO-d¢) 6 u/mnn 8,21 (c, 1H), 7,78-7,84 (m, 2H), 7,51-7,58 (M, 1H), 7,48 (c, 2H), 7,17-7,26 (M,
4H), 6,42 (c, 1H), 5,02 (c, 2H), 4,91 (1, J=6,0 I'y, 1H), 3,95 (c, 4H), 3,79 (c, 2H), 3,50 (&, J=6,0 ', 2H), 1,31 (c,
6H); )KXMC: m/z 449,5 (M+H)".

Mpumep 20.  4-(((6-(M3omHmonuH-2-unmetnin)-4-okco-4H-nmpaH-3-m1) okCH)MeTHIT) THIIEpU TUH- | -Kap-
oampnerun, HCI (coequnenne 284) .
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PactBop  2-(M30MHAONMWH-2-MIMETHN)-5-(TTUNepuauH-4-wiMeTokcH)-4H-mupan-4-oma (0,13 1, 0,382
mMoub) U Metmiipopmuara (0,030 mir, 0,496 MMonb) nepemerimBany B Tederne 30 mun npu 0°C. 3atem cMmecu
nmaBanu HarpeThes 10 20°C u nepemennBany B TeueHue 90 muH. K cMecn mobasisumu runpokena Hatpus (0,04 T,
0,095 mmomp). Cmech nepememuBaiy B Teuenne 16 4. Jlobasmsamu 10 mm DCM u TBepable BemlecTBa YIS
dunpTpanueit. K cmecn mobasmsmu 1 M HCI B mpoctom muatunooM ddupe (1 mim). Cmecs GunbTpoBatm uepes
Celite® u pacTBOpPHUTEIb yIATSUIN IIPH MOHWKEHHOM JlaBiieHHH. OCTaToK 00padaThiBad MPOCTHIM AU TUIIOBBIM
3¢upom, GHIPTPOBATH U CYIIMIH C TMOTYYeHHeM YKa3aHHOTo B 3aroioske coexuuenus (0,1 r). 'H SIMP (400
MTI'n, AMCO-de) 6 u/min 8,22 (c, 1H), 7,99 (¢, 1H), 7,34-7,44 (m, SH), 6,75 (¢, 1H), 6,75 (c, 1H), 4,72-4,85 (M,
2H), 4,61 (c, 2H), 4,15-4,23 (m, 1H), 3,70-3,74 (m, 3H), 3,01-3,11 (m, 1H), 2,59-2,72 (M, 1H), 1,95-2,09 (M, 1H),
1,72-1,85 (m, 2H), 1,01-1,22 (M, 3H); XKXMC: m/z 369,2.

Ipumep 21. 5-((4-(S-MetuncynbhoHUMHTONT)OSH3MIT)OKCH )-2-((5-(Tprh TOpMETHIT ) M30MHOTUH-2 -FJT)
metmn)-4H-mupan-4-o1  (coegunenme  285) wu  5-((4-(R-metmincynbhoHUMHIONIT)OSH3MIT)OKCH)-2-((5-
(TpudTopMeTH)N30NHIOMNH-2-1)MeTI)-4H-ntupan-4-on (coenuaeHue 286)
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Panemuueckoe  pazmenennme  5-((4-(R,S-mermncynsdonnMumonn)oen3mn)okcn)-2-((5-(tpudropmerin)
W30MHIO0INH-2-mwi)Metnn)-4H-upan-4-ona (0,1 T, 0,21 MMoOIB) mpoBOAMIM ¢ HCTONB30BaHUEM KoJoHKH Chi-
ralpak IF (5 mxMm, 20x250 mm) u H-rekcana, EtOH u DEA B kadecTBe 2IroeHTA.

S-msomep (39,3 mr): 'H-SIMP (Xuopodopm-d) &: 8,02 (1, 2H), 7,64 (c, 1H), 7,61 (z, 2H), 7,50 (z, 1H),
7,46 (c, 1H), 7,31 (1, 1H), 6,52 (c, 1H), 5,17 (c, 2H), 4,09 (c, 4H), 3,79 (c, 2H), 3, 11 (c, 3H).

R-m3omep (43,9 mr): 'H-SIMP (Xnopodopm-d) &: 7,99-8,08 (m, 1H), 7,99-8,08 (m, 1H), 7,64 (c, 1H), 7,61
(m, 2H), 7,50 (n, 1H), 7,46 (c, 1H), 7,31 (0, 1H), 7,27 (¢, 1H), 7,26-7,27 (m, 1H), 6,52 (c, 1H), 5,17 (c, 2H), 4,09
(c, 4H), 3,79 (¢, 2H), 3,11 (c, 3H).

[Mpumep 22. 5-((1-(Metuncynbdonmn)nunepuua-4-un)meTokcn)-2-((5-(tpudropmernn)-2H-n3onnmon-2-
wn)Mmetin)-4H-nupan-4-on (coeannenue 287)
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K pactBopy 5-((1-(Meruncynshonmn)nunepuua-4-un)MeTokcn)-2-((S-(Tpud TopMeTHI ) N30UHI0THH-2 -
wi)metwn)-4H-upan-4-ona (0,40 r, 0,82 mmoms) B Oe3BomHoM pauokcane (10 mur) moOamismu amerar
nayuaausi(Il) (0,18 r, 0,82 mmonp) u mukinorekced (0,41 mi, 4,11 MMoib). PeakiimoHHyI0 cMeCh HarpeBaJId MPH
130°C B Teuenue 4 4. KatanuzaTop oThUIBTPOBBIBAIN. PacTBOPUTENH BHITAPHUBAIIH.

HeounmeHHpIH MPOMYKT OYMINATIH KOJOHOYHOW XpomaTorpadueii ¢ momydenuem 0,35 T yka3aHHOTO B 3a-
ronoBke coemunenns. 'H-SIMP (Meranon-d,) 8: 8,01 (¢, 1H), 7,87 (¢, 1H), 7,62 (M, 1H), 7,50 (1, 1H), 7,37-7,41
(M, 1H), 7,00 (m, 1H), 6,24 (c, 1H), 5,45 (c, 2H), 3,68-3,78 (M, 4H), 2,81 (c, 3H), 2,71-2,80 (M, 2H), 1,88-2,01
(v, 3H), 1,24-1,49 (m, 2H). )KXMC: m/z 487,3 (M+H)".

Ipumep 23. 2-((2H-Uzomumon-2-mim)meTwn)-5-((1-(MeTwicynbGoHnn ) murnepuanH-4-nia)MeTokcn )-4H-

nupan-4-oH (coenuaenue 288)
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K pactBopy 2-(m3omnnonauH-2-ninmetnin)-5-((1-(Metuncynbdonmn)munepuna-4-mi)metoken)-4H-nmmpan-
4-ona (0,20 1, 0,48 MMomb) B Ge3BomHOM muokcane (15 mi) mobamsumu anerar mamtaaus (1) (107 wmr, 0,48
MMoutb) 1 nukiorekceH (0,48 mi, 4,78 Mmoib). Peakunonnyto cmech HarpeBanu npu 130°C B Teuenue 4 4.

Karannzatop oT¢unsTpoBsBan. PacTBOpuTENHs BRITAPHUBAIH.

HeounmeHHpIH MPOIYKT OYHMINAIA KOJIOHOYHOW Xpomarorpadueit ¢ momydenneMm 24,7 Mr yKa3aHHOTO B
3aroinoske coegureHus. 'H-SIMP (IMCO-dg) &: 8,12-8,17 (M, 1H), 7,47 (1, 2H), 6,84 (1, 2H), 6,22 (c, 1H), 5,42
(c, 2H), 3,68 (m, 2H), 3,55 (yump. x, 3H), 2,84 (c, 3H), 2,65-2,74 (m, 2H), 1,75-1,85 (M, 3H), 1,20-1,30 (M, 2H).
KXMC: m/z 416,5 (M+H)".

Ipumep 24.  2-((5-((1-(MeTuncynbhOHWI ) TUTEPUINH-4 -1 )METOKCH )-4-0Kc0o-4 H-upaH-2-1I1)METHIT)
M30MHI0NNH-2-0Kcu (coeauaenue 289)

S

K pactBopy 2-(n3omHm0IMH-2-HIMETHI)-5-((1-(MeTHICY b (G OHUN ) THITepUANH-4-1)MeToKCH )-4H-Ttupan-
4-ona (0,10 1, 0,2 4 Mmmoinp) B MeTanone (1 M) mobasmsinu MypaBsuHYyI0 kucioTy (11,0 mr, 0,24 Mmmons) u 35%
pacTBop mepekrcu Bogoposa B Boje (8,13 mr, 0,2 4 mmois). Cmech nepememmBany npu KT B Tedenue 6 4.

PactBopuTens BoiapuBaid. HEOUUIIEHHBIH MPOIYKT OYHINAIN KOJOHOYHON XpoMarorpadueit ¢ momyde-
HueM 70 Mr yKa3aHHOTO B 3ar0JIOBKE COCIMHCHUS. 'H-sIMP (AMCO-dg) 6: 10,44 (c, 1H), 7,96 (n, 1H), 7,85 (u,
2H), 7,61 (m, 2H), 7,41 (M, 1H), 7,20 (x, 1H), 6,95 (M, 1H), 6,84 (x, 1H), 6,59 (n, 1H), 3,36 (c, 1H), 3,27 (m, 2H),
2,77 (M, 1H), 2,14 (c, 3H), 1,05-1,13 (v, 8H). JKXMC: m/z 435,2 (M+H)".

Mpumep 25. 2-((5-((1-(MeTtuncynbhoHuI)MTUNEpUANH-4-1T)METOKCH )-4-0kco-4H-upan-2-mm)MeTni)-5-
(TpudTopMeTHI)N30NHIOINH-2-0KcHT (coeanHenue 290)
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K pactBopy 5-((1-(MeTmicynbdonnm)munepuant-4-uia)MeTokcH )-2-((5-(tpudropMeTH ) M30MHI0TUH-2 -
nn)mernn)-4H-nupan-4-ona (0,10 T, 0,20 mMoss) B MeTanosie (2 M) no0aBIsIM MypaBbUHYIO KucaoTy (47,0
mr, 1,02 mmoms) 1 35% pactBop mepexucu Bogopoaa B Boze (0,20 r, 2,05 mmons). CMmech mepeMenmBaii npu
KT B Tedenue 6 4. PactBopurens BeimapuBain. HeounImeHHBIH MTPOIYKT OYHUIIIATH KOJIOHOYHOM XpoMaTorpadu-
eif ¢ moTydeHneM 43 Mr ykasaHHOTO B 3aronoBke coeaunenns. 'H-SIMP (JMCO-d) &: 8,24 (yump. ¢, 1H), 7,77
(ymmp. ¢, 1H), 7,70 (ymmp. x, 1H), 7,59 (ymmp. o, 1H), 6,68 (c, 1H), 5,15-5,27 (M, 2H), 4,76 (ymmup. c, 2H),
4,62 (ymwmp. x, 2H), 3,75 (ymwp. 1, 2H), 3,38 (M, 2H), 2,86 (c, 3H), 2,73 (ymup. m, 2H), 1,86 (ymup. x, 3H),
1,24-1,36 (M, 2H). )KXMC: m/z 435,2 (M+H)".

Mpumep  26.  5-((1-(Metuncynsdonnn)-1,2,3,4-rerparuaponupuant-4-min)merokcu)-2-((5-(tpudrop-
METWIT)M30MHI0INH-2-mn)MeTin )-4H-upan-4-on (coeannenne 291)
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a) Tpudropauerar stummunepunnH-4-kapookcuara.

K pactBopy 1-(Tper-0yTmn)-4-sTun-nunepuans-1,4-mukapookcmnara (20 r, 77,8 mmoias) B DCM (400 mur)
nobasns TFA (200 mur) mo karsim ripu 0°C, mocie gero nepemernmuBaii npu KT B Tedenne 2 4. CMech KOH-
HEHTPHPOBAIH TPH HNOHIKEHHOM TaBIICHUH C MOJydeHHEeM 44 T HEOUYHMIEHHOTO YKa3aHHOTO B 3arOJIOBKE CO-
eWHEHNS B BHJIE KOPUYHEBOTO Macia. Ero mcmonap30Bamy HEMOCPEACTBEHHO Ha CIEAYIOIIEH cTaanu 0e3 Ianb-
HEHIIEeH OYNCTKU.

b) Otui-1-(MeTuicynbGoHWT ) MUIIEepUINH-4-KapOOKCHIIAT.

K pactBopy Tpudropanerara stunmunepuana-4-kapookcmiara (44 r, 162,3 mmons) B ACN (400 M) mo-
oapmsutn DIPEA (106 mut, 649,4 mMons) u MsCI (25 mi, 327,4 mmons) mpu 0°C, mociie 4ero mepeMernnBaim
npu KT B Teuenue 2-3 4. Peaknmonnyio cmech racuin Bonoi (500 mi) u axctparupoBasin EtOAc (3x500 m).
Opranuyeckuii IO IPOMBIBAIN HACHIIIEHHBIM COJIEBBIM PAacTBOPOM, cynIwin (6e3BoaHbM Na,SO,), puinbTpo-
BaJIM M KOHIICHTPUPOBAJH TPU NOHWKEHHOM JaBJicHUH. HeOoUnIIeHHbBIH 0CTaTOK OYHIIATT KOIOHOYHOW XpoMa-
Torpadueil Ha cuiMKarese, ucnoib3ys 25% EtOAc B rekcaHe B KauecTBe 3JIIOCHTA, C MTOJYyYEHUEM 5,6 T yKa3aH-
HOTO B 3aTONIOBKE COEMHEHHs B BHJIE OEI0ro TBepaoro BemecTsa. MC: m/z 158 [M+H]".

¢) Ortun-1-(MeTuncynbGoHMI)-2-0KCONMMIepHIH-4-KapOOKCHIIaT.

K pactBopy stui-1-(mMeTmicynsdormn)nunepuanH-4-kapobokcunara (3,6 r, 15,3 mmons) B ACN:H,0 (2:5)
(14 ™M) no6Gasmsmy ruapat okcuaa pyrenuns (IV) (0,2 T, 1,5 MMoib) pu oXJTaxaeHnd Ha BosiHOM Oane. Uepes 5
MUH TIOPIVSIME J00aBIsuTH nieproAat HaTpus (6,8 T, 32,1 MMoubs) mipu Temrepatype 18-22°C (temreparypa Bo
BpeMs noOasienns He qoinkHa npeBbimath 30°C). Cmech nepememmBany npu KT B Teuenue 7 4. PeakimoHHyI0
CMeCh TaCHJIM BOJIOH, mocie yero no6asisimn DCM (50 mir). Cmeck dunbTpoBanu uepes cioit Celite®. Opranu-
YecKui cioi otmersui, cymwin (0e3Boaabii Na,SO4) M KOHIICHTPUPOBAIN TPH MTOHMKEHHOM JaBiieHun. He-
OYMIIEHHBIN OCTATOK OYMINAIN KOJOHOYHOW XpoMmaTorpaduer Ha cwimkarene, ucrmonsiys 20-40% EtOAc B
TeKCaHe B Ka4eCTBE JJIIOCHTA, C MOJydeHHeM 2,3 T YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BUJE CBETIO-KEITOTO
TBepzoro Bemecta. MC: m/z 250 [M+H]'.

d) Otrn-2-runpokcu-1-(MeTHiICyIb(QOHIIT ) TUIEepUANH-4-KapOOKCHIIaT.

K pactBopy oTHI-1-(MeTHICYIB(GOHIT)-2-0KconunepuarH-4-kapookemnata (2,26 r, 9,0 MMoIb) B CyXOM
THF (100 mi) mo6asmstm DIBAL-H B Tomyore (1,5 M B Tomyomne, 15,1 mi, 22,6 MMoIib) o KarusiM mipu -78°C,
MOCJIe Yero nepeMeInuBaiy B TeueHue 5 4. Cmech oxnaxnamu no KT, racumu HackimenusM pactsopom NH,Cl
u skcrparupoBanu EtOAc (3x50 mu). Opranuueckuii cioit ey (6e3Boanbiil Na,SOy), GHIbTpOBaIH U KOH-
UCHTPUPOBAIH MPH MOHKCHHOM JIABJICHUH C MONydeHHeM 2,1 T HCOYHMIICHHOTO YKa3aHHOTO B 3ar0JIOBKE CO-
eAWHEHNs B BUAE OJEeIHO-)KENToro Macna. Ero mcrmoms30Baiy HEMOCPEICTBEHHO Ha CIexyromeil craxuu 0e3
najJbHEHIIeH OYUCTKH.

e) Ortmi-1-(metwicynbdonnn)-1,2,3,4-reTparuaponupruanH-4-kapOoKcHiIar.

K pactBopy astun-2-ruapokcu-1-(Metwmicynbdonun)munepuani-4-kapookcmiata (2,1 1, 8,3 Mmoip) B
DCM (40 mi) no6asnsim TFAA (2,9 Mo, 20,9 mmons) o karmsM ipu -78°C 1 3aTeM nmepeMeInBaii B TSUCHNUES
6 4. ITocne sroro mo6asmstmn TEA (24 mi, 167,3 mmons) nipu -78°C ¢ mocneayromuM nepeMenmuBaniueM npu KT
B TeueHue 2,5 4. PeaknnonHyto cMech racuimu BogHbIM pacTBopoM NaHCO; u axctparupoBamu DCM (3x50 mur).
Opranuyeckuii CJI0H POMBIBAIN BOAOH, cymmmm (6e3Boanblii Na,SOy4), GUIbTpoBaIN ¥ KOHIEHTPUPOBAIH TIPH
MOHM)KCHHOM JaBlcHUH. HEeOUnIIeHHbBIH OCTaTOK OYHIIANN KOJIOHOYHOI Xpomarorpadueli Ha CHIIMKarenie, uc-
nonb3ys 10-20% EtOAc B rekcaHe B KauecTBE DJIIOCHTA, C MONy4YeHUEM 1,1 T yka3aHHOTO B 3ar0J0BKE COEIHHE-
HUS B BUJIE CBETIIO-XKEITOTO TBEpAoro Bemectsa. MC: m/z 234 [M+H] .

) (1-(Metuncynsdonnn)-1,2,3,4-reTparuiponupuanH-4-ni)MeTaHol.

K pactBopy stun-1-(meruncynsponun)-1,2,3 4-rerparnaponupuann-4-kapooxcuiara (0,95 r, 4,0 Mmous)
B cyxoM THF (100 mur) o karutssm mo6asnsuti LiBH, (3,0 M 8 THF, 2,7 mn, 8,1 mmods) mpu -40°C, mocie yero
nepemeruBany npu KT B Teuenne 16 4. PeakumoHHyro cMech racuim JboM u skcrparupoBaini EtOAc (3x50
Mmi). Opranudecknii ciioit cymmnu (6e3BoaubIi Na,SO,), GUIBTpoBAN B KOHIICHTPUPOBAIHN MPHU MOHMKEHHOM
JaBieHuH ¢ moydenneM 0,77 T yka3aHHOTO B 3ar0JIOBKE COSAMHEHHS B BUE Mpo3padHoro macia. MC: m/z 192
[M+H]".

g) (I-(Metuncynshonmn)-1,2,3,4-TeTparuAponupuanH-4-1i1 ) METUIIMETAHCYTb(POHAT.

K pactBopy (1-(meTmicynbdonnn)-1,2,3,4-rerparuaponupuana-4-mn)meranona (0,76 r, 3,97 mmons) B
ACN (10 mi) nodasmsuiu DIPEA (2,9 M, 15,91 mmone) u MsCl (0,6 mi, 7,95 mMons) npu 0°C, mocie gero me-
peMemmBanu B TeueHue 10 MuH. PeakIMOHHYIO CMeCh TacHJIM HACBHIIIEHHBIM COJIEBBIM pacTBopoM (50 mi) u
skctparupoBaiii EtOAc (3x25 mur). Opranmuecknii cnoi cymmnu (6e3Bogubiii Na,SO,), GumbTpoBain M KOH-
UCHTPUPOBATH MPH MOHKCHHOM JIABJICHUH C MONyYeHHEM 1,2 T HCOYHMIICHHOTO YKa3aHHOTO B 3ar0JIOBKE CO-
enauHeHus. Ero MCronb30BaiyM HEMOCPEICTBEHHO Ha CIEIYOLICH cragnu 0e3 mampHeimei ounctku. MC: m/z
270 [M+H]".

h)  5-((1-(Metnncynbdonnn)-1,2,3,4-rerparuaponupuanH-4-mi)Merokcu)-2-((5-(tpudropmeTrin) u30MH-
nmonuH-2-mwn)metwn)-4H-mupan-4-oH.

K pactBopy S-rmmpoxcu-2-((5-(tpudropmernn)uzonHnonuH-2-mwimermn)-4H-mupan-4-ona (0,5 r, 1,6
MMoutb) U (1-(MeTrncynshonmn)-1,2,3,4-TeTparuaponupuana-4-un) MmetuameTancynbponara (0,4 T, 1,6 MMOIIB)
B ACN (10 mu) mo6asnsumn Cs,CO; (1,3 1, 4,0 MMoutb), ocite dero nepememuBany npu 70°C B Tedyenue 16 4.
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Cwmech pazbasimsun EtOAc (50 mun), ¢punpTpoBainy ¥ KOHIEHTPHPOBAIN NMPU HMOHMKEHHOM JaBieHud. Heoun-
IIEHHBI MPOAYKT OYMINAIH oOpanieHHO-(a3oBoi npenaparusHoiit BOXXX, ncnons3ys Agilent, X Select Hexyl
Phenyl (19x250) mm, 5 mxm, rpaguent 30-70% ACN B Boje, comepxkamieii 5 MM amerata ammonus B Boze, KT,
13,5 muH, c nony4yeHueM 13,7 Mr yka3aHHOTO B 3arOJIOBKE COEIMHEHUS B BUAEC KOPUYHEBOTO TBEPIOTO BEIIECT-
Ba. 'H-SIMP (400 MI'ti; IMCO-dq): & 8,17 (¢, 1H), 7,63 (¢, 1H), 7,57 (n, 1H), 7,47 (1, 1H), 6,52 (n, 1H), 6,41
(c, 1H), 4,96 (x8, 1H), 4,07 (c, 4H), 3,81 (c, 2H), 3,63-3,66 (M, 2H), 3,53-3,57 (M, 1H), 3,40-3,45 (M, 1H), 2,99
(c, 3H), 2,59-2,68 (m, 2H), 1,90-1,95 (M, 1H), 1,71-1,72 (m, 1H); MC: m/z 485 [M+H]".
JKcnepuMeHTAIbHAsA YacTh

WNurunduposanne CYP11AL.

CriocoOHOCTD TECTHPYEMBIX COSAWHEHHH WHTHOMPOBATH IpEBpAIlleHHE XOJECTEpPHHA B MPETHEHOJIOH H
M30KAIPOHOBYIO KHCIOTY M3MEPSUIN C IOMOIIBI0 MOAM(HUKAINY aHAIN3a BEICBOOOKICHNS M30KAIIPOHOBOH KH-
ciotel (IARA), onucannoro Ruangwises et. al. (Biology of Reproduction 1991; 45(1):143-50), ¢ TeM oTinugueM,
YTO B KAYECTBE HMCTOYHHMKA (PEPMEHTA HCIOIH30BaIM KJICTOYHYIO JIMHUIO aJPCHOKOPTHUKATBHON KapIUHOMEI
yemoBeka H295R ¥ SKCTpakmuio MPOBOIWIM C KCIOJNB30BAaHHEM CYCICH3HH IMOKPHITOTO JEKCTPAHOM YIJIs
(Isomaa, V. et al., Endocrinology 1982; 111 (3): 833-843). beuio moka3aHo, 4To kietouyHas muHus H295R skc-
MPECCUPYET BCE KIIOYEBBIC CTEPOUIOTCHHBIC (hepMEHTHI. JlJis OmpeneieHusT MoJyMaKCUMAIIbHOW WHTHOHPYIO-
et koHneHTpauuu (ICsy) TecTupyeMbIx coequHeHHH B oTHOMEeHNH nHruouposanust CYP11A1 knerkn o6pada-
THIBAJIM B TCUCHHE TPeX AHEH BO3PACTAIONIMMH KOHIIEHTPAIMSIMU TECTHPYEMBIX COSIWHEHHN B NMPHCYTCTBUU 3
HM [24,25-3H]-medennoro xonectepuHa (American Radiolabelled Chemicals). Koneunas koHIeHTpaIus
JAMCO cocrasmsina 1%. KneTodnyro KynbTypalbHYIO Cpeay SKCTParupoOBal CYCHEH3MEH MOKPHITOTO JeKCTpa-
HOM YTJISI M MCUCHHYIO PaIHOAaKTUBHBIM H30TONOM HM30KAaIPOHOBYIO KHCIOTY OIpenessuin cMmemmBanuem 100
MKJI cyniepHaTaHTHOH ¢pakiuu B 200 MK cHTIUIIITHOHHOM sxunkocTr (OptiPhase SuperMix, Perkin Elmer).
PannoakTHBHOCTE M3MEPSIIN C WCIOJIL30BaHHEM CIUHTHILIAIIMOHHOTO cueTdynka Microbeta (1450 MicroBeta
Trilux, Wallac). Bce Tectupyemble coeTMHEHUS OBLTH HCCIeIOBAaHbI B 10 KOHIICHTPAIKSAX B IBYX MIOBTOPHOCTSX.

[IpoBenu CKPUHUHT COSAWHCHHUN N300pPCTEHUS B YKA3aHHOM BEIIIe aHanmu3e, U 3HaueHus [Csy coeqnHeHMiA
npuBonsAtTcs B Ta0u. 1 Hmke, rae "A" otHocuTcs k 3HaueHUIO [Csy Mmenee 150 HM, "B" oTHOCHTCS K 3HAYCHUIO
I1Cso B quanazone 150-300 HM u "C" otHocuTCs K 3HaueHUto [Csq B auanazone 301-2000 aM.

Tabiumna 1

T'pynn
N coenMHeHMUs
a

2, 5, 8, 10, 11, 12, 15, 21, 22, 23, 36, 37, 44, 47, 49,
65, 69a, 70, 71, 72, 73, 74, 83, 84, 89, 90, 91, 92, 93,
95, 103, 104, 109, 111, 113, 114, 115, 116, 122, 129,
130, 131, 134, 137, 138, 139, 146, 162, 172, 173, 176,
184, 185, 186, 187, 188, 189, 190, 192, 195, 196, 205,
211, 213, 215, 216, 217, 219, 221, 222, 224, 225, 226,
229, 230, 232, 234, 238, 244, 244a, 249, 251, 254, 255,
257, 261, 262, 271, 272, 278, 285 u 286

1, 4, 6, 71, 9, 20, 24, 25, 26, 28, 29, 30, 31, 34, 39,
46, 53, 56, 61, 63, 64, 67, 68, 69, 81, 82, 82a, 85, 86,
88, 94, 97, 98, 99, 100, 101, 102, 107, 108, 120, 121,
124, 126, 127, 128, 135, 136, 140, 142, 143, 147, 158,

B 161, 163, 164, 165, 168, 169, 174, 177, 180, 181, 191,

194, 198, 199, 200, 208, 209, 210, 214, 218, 220, 223,
227, 228, 231, 233, 235, 236, 237, 239, 241, 247, 248,
250, 252, 256, 258, 260, 267, 268, 269, 270, 273, 276,
279, 280, 283, 284 u 291

3, 13, 14, 16, 17, 18, 19, 27, 32, 33, 35, 38, 40, 41,
42, 43, 45, 48, 50, 51, 52, 55, 57, 58, 59, 60, 62, 66,
75, 76, 77, 78, 79, 80, 87, 96, 105, 106, 110, 112, 117,
118, 119, 123, 125, 132, 133, 141, 144, 145, 148, 149,
150, 151, 152, 153, 154, 155, 156, 157, 159, 160, 166,
170, 171, 178, 179, 182, 183, 193, 197, 201, 202, 203,
206, 207, 212, 240, 242, 243, 245, 245a, 253, 263, 264,
265, 274, 275, 277, 281, 282, 287, 289 m 290
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CokpanieHus:

ACN - aleTOHUTPUI;

DAST - tpudTopua T3 THIAMAHOCEPHI,

DCE - 1,2-nuxnopaTas;

DCM - muxnopmeTan;

DEA - gusTaHojJaMuH;

DIBAL-H - pactBop ruapuaa 1uu3o0y THIATIOMIHHS,
DIPEA - N,N-quu30onponminTUIaM1H;

DMF - N,N-numeTminpopMamMu;

JAMCO - numeruncynbhoKcus;

DPPA - mupennndochopunazun;

DBU - 1,8-muazadurukino[5.4.0]ynnen-7-¢H;

EtOAc - sTmanerar;

EtOH - staHoun;

IPA - H30TIpONIUIIOBBIH CTIMPT;

LAH - nuTuiamOMUHUAT U AP,

LiHMDS - rexcametmiaucuia3ad JutueBas coiab TAI Ouc(TpruMeTHIICHITHAI )aMHU/T JIATHS;
m-CPBA - 3-xmopriepokcuOeH30iHas KUCIIOTa,;
MeOH - metanou;

Ms - meTaHCyIb()OHNIT,

MTBE - meTun-TpeT-0yTHIOBBIH 3hUp;

PPh; - tpudennndocdun;

Pd,(dba); - Tpuc(nubensununenaneron)unamianuii(0);
Pd(PPhy), - rerpakuc(tpudenmidochun)namnanuii(0);
PPTS - n-tonyoncynbhoHaT TUPUIAUHUS;

pa-BINAP - pan-2,2'-6uc(nudenmidochuno)-1,1'-0nnadp T,
KT - xomHaTHas TemmiepaTypa;

It - BpeMs yAepKUBaHUS,

TBABT - 6pomun TeTpaOyTUIaMMOHHS;

TBAF - ¢propun TeTpabyTHIaMMOHHS;

TBME - MeTun-tpetr-0yTuiaoBbIi 3¢up;

TBSCI - Tper-0y THIANME THIICHITHIIXIOPHUIT;

TEA - TpusTHIaMuH;

TFA - TpudropykcycHast KHCJIOTa;

TFAA - TpudTOpyKCYCHBII aHTHIIPHL;

THF - terparuapodypan;

TMEDA - TeTpaMeTUI3TUICHANAMUH;

Tf - TpudropmerancynbdoHwmT;

Ts - m-TosryoncynbGhOoHMIT.

DOOPMYVYIJIA N30BPETEHUA

Ras Ras
° X NOA
AT
R m

rae koiblo B mpencraBnseT coboii 4-10-uwieHHOE MOHOIMKIMYCCKOS MM OWIIMKINYECKOE KOJBIO, CO-
nepxamiee 0-4 rerepoaToMa, He3aBUCUMO BBIOpaHHBIX U3 N, O wmn S,
KOJIBIIO A TIpECTaBIISET COOO0I IFOOYIO U3 CICIYIOIIUX TPYIIIL:

]
-0 00 =0 KD
/N =
tL’ 2 3) “@ .

(O]

1. Coennnenue dpopmyisl (1)

L orcyrcTByet, npencrapinseT co6oit -CH,-, -CH,-CH,- nnu -CH,-CH,-CH,-, niu B ciay4ae, Koraa KOJbIo
A mpencrasisiet cob6oii (1), L taxoke moxer 01T -C(O)-CH,-;

R mpencrasnsieT coboit Bomopon, C,.samkui, C;_7alKOKCH, TAJIOTEH, ITHaHO, HUTPO, TamoreH-C _;akui, ra-
soren-C,_sankoxcy win C,_7alJKUITHO;

R, mpexacrapnsieT coboit Bogopon, C_,aKWI, TAIOTeH, THAPOKCH, TanoreH-C _;allkm, HUTpo, ranoreH-C,_;
aJIKOKCH HMJIA THOJI,

nin Ry n R, BMecTe ¢ aTomamu yriieponia, K KOTOPHIM OHU MPUCOEAMHEHBI, 00pa3yioT KOHACHCHPOBAHHOE
1,3-IMOKCOIBHOE KOJIBIIO;

R; mpexncrasisier cobo BOIOPOI, TAIOTE€H, HUTPO, IIHAHO, OKco, C7ankui, C, samkeHm, C; 7IIUKIOAKILI,
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ruapokcu-Cs suuknoankui, Cj;ankokcu, ruapokcu-Cisankui, ranoreH-C,ankwi, unano-Cjamkun, Cisan-
Kokcu-C_sankun, Cj;alKuinTHO, aMUHOKapOOHmMI-C, sankeHmt, ranoreH-C ,ankuntuo, Ci;,alKOKCUKapOOHUII-
Csankun, CankokcukapOoHmI-C, sankeHm1, =NSO,R;g, -S(O)-Camkmn, -S(O)(NR4)(Ryz), -S(NR;5)(Cy.;
ankmn), -C(S)NRgR9, -D-C(0)-NR¢R;, -C(O)Rg, -D-NRgR;y, -SO,R;;, HEOOs3aTenpHO 3amermeHHbd 3-10-
YJICHHBIN KapOOIMKIFII, He00A3aTeIbHO 3aMereHHbId 3-10-wieHHbri kapOomukmmi-C,_;aku, Heo0A3aTeIbHO
3aMemIeHHbI  4-10-4wiIeHHBIH  TETepONMKIMI  WJIM  HeoOs3aTeNIbHO — 3aMeleHHbIH  4-10-wIeHHBIH
reTeporKITiI-C_,aJIKIIT;

R4 mpencraBisier coboit Bomopo, raoreH, ruapokc, C_sankui, raaoreH-C _;allKuil WIId OKCO;

Rs mpencraBnser coboit Bogopo, ranoreH wiu C_;aKiw;

Rg mpencrapnseT coboit Bogopon, Cisankmi, C,sankeHui, C; IUKIOANKII, THIAPOKCU-C | 7a)IKII, THaAHO-
Cy_amkun, -Cy_7ankun-O-C(O)C_7anKui Wi Heo0sA3aTeIbHO 3aMeIICHHBIN 4-10-4JIeHHBII TeTepOUKITII;

Rg mpencraenser co6oit Bomopon, Csankmn, C, ,ankenun, Cs siuknoankui, C;.,alkokcH, ranoren-Cy_;ai-
ki, Cjsankokeu-Ci,ankun, Ci,ankmikapoonmn, Ci;amkokcukapoonw, -Ci;ankmi-O-C(0)-Cyankun, -Ci;
ankmin-SO,(Cyankmn), -N=S(O)(Csankmn)(C;_,alKw1) WK HEOOS3aTEIEHO 3aMEIICHHBINA 4-10-uwIeHHBIN reTe-
POTIMKIINI;

Ry mpencrasiser coboii Bogopon, Cisamkui, Cssuukmoankwi, C ,ankmikapOooHu, -SO,(C_;ankui) win
-SO,(Cs.7UKITIOANKIIT);

Ry, mpencrasmser coboit C, amkun, C,;ankennn, Cs IUKIOANKwI, TagoreH-C  ,amkui, nuano-C_;allkud,
Csankokcu-Csamkmn, -NR;R(3, Heobs3aTensHO 3amernieHHbIH 3-10-uneHHBIA KapOOIMKIWI W HeoOs3a-
TEJIHHO 3aMemeHHBIN 4-10-1IeHHBIA TeTePOIMKIINI;

Ry, mpexacraBnsier co6oit Bomopon, C;ankmi, ruapokcu-C ,ankmi, uano-C,ankmn, Cisamkokcu, Cq;
ankokcu-C_sankun wii Ci_;alKiIkapOOHNIT,

R, Ryo, Ry3, Rig 1 R He3aBHCHMO TipeacTaBisitoT coboit Bomopo, Cysankun uinu Cs_ 7 IIHKI0aTKIIT,

Ry, mpencraBnser coboit Bomopoa, C_sankmwi, C_anmkmikapOooHmt wii -SO,R,1;

R,s mpencraBnser coboit Bomopon, C_samkmn, Cs_samknoankmi, Cy,ankunkapoonmi, -SO,R7;

Ry; mpeacrasisier coboit C|.7amKui Wi He00sA3aTeIbHO 3aMeeHHBIH 3-10-uIeHHBIH KapOOIINKITIIT,

Ry 1 Ry HE3aBuCHMO TipencTaBisiioT coboid Csamkui, Cs 7IIMKIIOANTKIIT WIH HE0O0sI3aTEIbHO 3aMeTeHHBIH
3-10-wIeHHBIH KapOOIIMKIIHIT,

Ry, mpeactasisier coboit Csamkmin wimu C;_;ITUKIT0aTKIIT,

R,; mpeacTasisier o600t BOIOPOT WITH OKCO;

R,4 mpeacTaBiser cob6oit Bogopona wim C_7aIKu,

D orcyrcTByeT, mpeactasusget cobort C;_samkmt win C,.;aTKeHHIIT,

IIPH 3TOM HEO0O0s3aTeIFHOE 3aMEIICHUE B KaXKIOM cliydae BRIOpaHO u3 1-3 3aMecTuTeleii, He3aBHCUMO BbI-
Opannbix m3 Ci;anmkwia, rajmoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankmna, Ci;alKOKCHKapOOHHUIIA
WJIU OKCO; U

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-4 retepoaTtoMa, HE3aBUCHMO BBIOPAaHHBIX
mN,OwusS;

WJIM €T0 TayTOMEp, WK ero (hapMaIeBTHUECKH MMPUEMIIEMast COJTb;

TP YCJIOBUH, YTO COSAMHECHUE HE TPEACTABISIET COOOM

2-[(3,4-murunpo-2(1H)-u3oxuHomuHII)METHI |-5-[ (2,5 -mumetnndenmn)metokcn | -4 H-nupan-4-oH;

5-[(2,4-muxnopdennmn)merokcu]-2-[(3,4-murunpo-2(1 H)-n3oxunommamn)MeTi |-4H-tupan-4-oH;

5-[(3-xmopdennm)merokcu]-2-[(3,4-murunpo-2(1H)-m3oxunomuamn)meTn|-4H-mupan-4-oH;
2-[(3,4-murunpo-2(1H)-uzoxunonuumn)metwn |-5-[ (4-metundennn)merokc |-4H-nupan-4-oH;
5-[(3,4-muxnoppennn)merorcu]-2-[(3,4-nurnapo-2(1 H)-uzoxunonuann)mermi -4 H-nupan-4-om;
2-[(3,4-nurunpo-2(1H)-uzoxunonuamn)metwwn|-5-[ (3-¢propdernn)merokcu |-4H-mupan-4-oH;
2-[(3,4-murunpo-2(1H)-uzoxunonuumn)metwn|-5-( 1 -Hadranuaunmme Tokcn ) -4 H-mupan-4-ow;
2-[(3,4-nurunpo-2(1H)-uzoxunonuumn)metwn|-5-[ [ 3-(TpudTopmern)pernn | Metokcn |-4H-mupan-4-oH;
5-[(2-xmopdenmn)merokcu]-2-[(3,4-murunpo-2(1H)-uzoxunomuamn )meti -4 H-mupan-4-oH;
5-[(2-xmop-6-hropdennn)merokcu]-2-[(3,4-muruapo-2(1H)-u3oxunonuuamn)metmn |-4H-mupan-4-oH;

54

5-[(4-6pompenmn)meTokcu]-2-[(3,4-nurunpo-2 (1 H)-uzoxunommuann)metnn|-4H-nupan-4-oH;
2-[(3,4-murunpo-2(1H)-u3oxuHommHII )MEeTHI |-5-[ (2-pTopdermn)meToken|-4H-mupan-4-oH;
2-

2-[(3,4-murunpo-2(1H)-n3oxuHoMmHII )M T |-5-(pernnmeTokcn)-4 H-nupan-4-oH;
2-[(3,4-nurunpo-2(1H)-uzoxunonuumn)metwn|-5-[ [4-(TpudTopmern)pernn | MeTokcn |-4H-upan-4-oH;
metmit-4-(((6-((3,4-murunponzoxunonus-2 (1 H)-mm)mernin)-4-okco-4H-nupan-3-1i1)oKen ) METHIT ) 0EH30aT;
2-[(3,4-nurunpo-2(1H)-uzoxunonuaun)metwwn|-5-[ (4-¢propdernn)merokcu |-4H-mupan-4-oH;
2-[(3,4-murunpo-2(1H)-uzoxunomuumn)metwwn|-5-[(3,5-mumerokcudenmn)metokcu |-4H-mupan-4-ow;
2-[(3,4-nurunpo-2(1H)-uzoxunonmuumn)metwwn|-5-[ (3-autpodenmn)metokcu | -4 H-mupan-4-ow;
metmi-5-(((6-((3,4-murunponzoxunonus-2(1H)-um)mernn)-4-oxco-4H-nupan-3-nia)oken)mernn) pypan-2-
KapOOKCHIIAT;
2-[(3,4-murunpo-2(1H)-u30XuHOIMHIT )M T |-5-(2-peHmmTokcH ) -4 H-upan-4-oH;
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2-[(3,4-nurunpo-2(1H)-uzoxunonuuamn)metwn|-5-[ (3-metundennn)merokcu |-4H-nupan-4-oH; wiu
2-[(3,4-murunpo-2(1H)-uzoxunonuumn)metwn |-5-[ (4-autpodenmn)metokcu | -4 H-mupan-4-oH.
2. CoemuHenwe 110 1. 1, TAe coeMHeHne peacTaBieHo popmymoit (1A):

24 Ra Ry
O
b = j\i/\/‘\N@
4 L .
\O SN O -
Ry
(I7),

rae Ry, Ry, R3, Ry, Rs, Rys, Ryy, L 1 B siBRsitOTCS TakuMu, Kak ompezeneHo B 1. 1,
WM ero (papManeBTHIECKU IpueMiieMast CoJb.
3. Coegunenue 110 11. 1, r/Ie coenuHeHue npeacTasieHo Gopmynoii (IB):

oA

T
g | O S
R |
Ry R,

rae Ry, Ry, R;, Ry, Rs, Ryy, L 11 B sBntoTCS TakuMu, Kak onpesesneHo B 1.1,

WM ero (papMareBTHIeCKH MpuemMiieMas Collb.

4. Coemunenue 1o modomy u3 1. 1-3, rne L npeacrasnser coboit -CH,- umu -CH,-CH,-.

5. Coegunenue 1o 1.4, rae L mpeacrasnser coboit -CH,-.

6. Coequnenue 1o 1.5, rae L npeacrasnset coboit -CH,-CH,-.

7. CoenuHenue 1o Jr000My U3 Ti.1-3, B KOTOpOM KOJbIlo B mpencrasiser coboit mo0y0 oaHy U3 clie-

JYFOIIUX TPYIIIL:
SAGECORERS

m, @, 5

QCW”CJ @o

@, 9, ao), an oz

VO T

%) 04 U5 (\6.
R3, R4 1 Rs npucoenmueHs! K yKa3aHHBIM BhIlIe B-konbiam.
8. CoeauHeHwME 110 11.7, B KOTOPOM KOJIbITO B HpC,I[CTaBHHCT c000i#i Mo0yI0 OJTHY U3 CIIeAYIOUTNX TPYIIIL:

i \§ N S '22
7 P @
{2”1

-, (2?)) , (3a) (3b)

”’“}3\? HO K(/ K/“y O &3

’

(4a’) , {3a") , ( 6a') , (RaD) , (92" , (10a")
(_és O HO H
o A
(hay, a2y (13 (14;1} , (s wmr 162)

R3, R4y u Rs mpucoenuHeHbl K yKa3aHHBIM BBIIIC B-KONbIIaM, W BOJHHCTAs JHHUSA 00O3HAYACT YYACTOK
MPUCOCTUHEHUS K L.

9. Coenunenue 110 1.8, B KOTOpOM Koibllo B mpencrasiser coboit komsuo (1Y), (59, (7', (9", (13') umm
(14").

10. Coenunenue 1o 1.8, B KOTOpoM KoJblo B npencrasisier coboit (1'), (5a), (7'), (9a'), (13a’) nim (14a").

11. Coenunenue 1o 1.8, B KoTopoM Rz mpeacraBmsieT coboit Bogopon, C_,ankwt, C, ;alKeHUI, THAPOKCH-
Cankwmn, muano, C,,amkuntro, C;;amkokcukapOooHui-C, ;amkennn, -D-C(O)-NRgR,, -C(O)Rg, -SO,R;;, -D-
NRgR gy, -S(O)(NR4)(Ry,), -S(NR;5)(C.7amkum), -C(S)NR 3R 9, HeoOs3aTebHO 3amenieHHbId 3-10-41eHHbIH
KapOOIMKITNII, HEOO3aTEIbHO 3aMeIeHHBIN 4-10-uJIeHHBIN TeTepOIMKIIMI WIH HE00sM3aTeIhbHO 3aMEIeHHBIN 4-
10-uneHHBIN TeTeponnkIni-C _;aKui;

IIPH 3TOM HeoO0s3aTeNbHOE 3aMeIIeHHe B KaXKIOM cliydae BEIOpaHo u3 1-3 3amecTuTeneil, He3aBUCUMO BBI-
Opannbix u3 Cj;anmkwia, rajmoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankumna, Ci;aKOKCHKapOOHHUIIA
WIIH OKCO, U

IIPH 3TOM TETEPOLUKITHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-3 reTrepoaroMa, HE3aBUCHMO BBIOPaHHBIX
mN,Ous,

12. Coeaunenue o .11, B kotopom Ry 1 Rs5 mpencrasistor co6oit BOJOPOI.

13. CoeauHenwue 1o 1.2, TAe CoeqUHEHHUE mpeacTaBicHo Gopmynoit (IC):
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Raa Rq
O,
\ N
R Jo j@/\m
O
(IC)

rae Ry, Ry, R3, Ry, Rs 1 Ry, siBIIsITOTCS TakuMu, Kak onpenesiaeHo B 1.1,
WK ero (papMareBTUICCKU IpUeMiieMast COJb.
14. CoeauHenwue 1o 1.2, TA€ COSAUHEHHE MpeacTaBIcHo Gopmynoii (ID):
Raa R
0.
=

. j/\’/\NC@

@AO e Rq

N

R (1D)

rae Ry, Ry, R3, Ry, Rs 1 Ry, siBIIsITOTCS TakuMu, Kak onpenesieHo B 1.1,
WK ero (papMareBTUICCKU MpUeMiieMast Colb.

15. Coeaunenue 1o 1.2, rae coequHeHue mpeacraBicHo Gopmynoii (IE):
Rag R,

ij\r/\m/\!
Re B \ -
s T
Ry= -
(IE)

rae Ry, Ry, R;, Ry, Rs 1 Ry, sBsItOTCA TakuMu, Kak onpeeneHo B 1.1,

WM ero (papMareBTUIeCKH MpuemMiieMas Collb.

16. Coenunenue no aro6omMy u3 mi.13-15, B koTopom

R npexncrasnsier coboit Bomopoxa, C;_sankwmi, C_;7alIKOKCH, TaJIOTeH, IIUaHO, HATPO, ranoreH-C_;aKui, ra-
noreH-C_;ankokcu uiu Ci_7alKHITHO;

R, mpencrarser cob0it BOTOPOA WK TATIOTEH;

R; mpencraBusier coboit Bogopox, Ciankmwi, C,;ankeHut, ruapokcu-Ci,ankumi, muano, C,;alKuiTHO,
C,_;anmkokcukapooumin-C, sankenmn, -D-C(O)-NRgR;, -C(O)Rg, -SO,R;;, -D-NRgRjy, -S(O)(NR;4)(Rz),
-S(NR5)(C;_7ankmm), -C(S)NRgR 9, 4-6-11eHHBIN KapOOIUKIIII, KOTOPHI HEOOS3aTENBHO 3aMeleH 1-2 ruapo-
KCHJIbHBIMH 3aMECTHUTEIISIMHU, 4-0-WICHHBIA TeTePOIUKIINII, KOTOPBIH HeoOs3aTenbHO 3aMenieH 1-2 3amecTure-
JISIMU, BRIOpaHHBIMHU U3 TajoreHa, ruapokcuia, C, ;aTkoKCHKapOOHUIA WIIH OKCO, MITH 4-6-4JICHHBIN TeTepPOINK-
i1-C _;a7aKuII, HeoOs13aTENbHO 3aMEIEHHBIN 1-2 0KCO3aMECTUTEISIMU;

R4 mpencrarmisier coboit Bomopon, C.;alKWI, THIAPOKCH WM TAIOTEH;

Rs pencrasisier cob60it BOIOPO WITH TAJIOTEH;

Rg mpencrasnsier coboit Cy_sankmn, Cs ,IUKI0aTKWI, THAPOoKkcH-Cy_ankun, -Csankmn-O-C(O)C;ankmww,

R, mpencrarnser coboit Bogopox wim C;_;alaKu;

Rg mpencraenser co6oit Bomopon, Csankmn, C, ,ankenmn, Cs siuknoankui, C; ,alkokcH, ranoren-Cy_;ai-
ki, Cj,ankokcu-Ci,ankun, Ci,amkmikapoonmn, Ci;amkokcukapoonwi, -Cisankmi-O-C(0)-Cyankun, -Ci;
ankmn-SO,(Cy7ankmn), -N=S(0)(C,_sankun)(C,,ankmin) wiu 4-6-4JICHHBIH TeTCPOLUKIIII, KOTOPHIA Heo0s3a-
TeJbHO 3aMelleH 1-2 raToreHOBBIMH 3aMECTUTEIISIMH,

Ry mpencrarmsier coboit C,_sankmnkapoonu, -SO,(C;samkun) uimu -SO,(C;_7IUKI0aTKHIT);

R mpeactasnser coboit Bogopon, C_sankwmt wim Cs_;ITAKITIOATKHI;

Ry, mpencrasnser coboit C,samkun, Cs uukioankw, ranoreH-C ,amkui, nuano-Ci ,amkun, C,.;alKoKCH-
Csankwmn, -NR,R 3, 3-6-11eHHBIH KapOOIMKIIHII, KOTOPBIH HE00sA3aTeIbHO 3aMeleH 1-2 3aMEeCTHTEISIMH, BbI-
OpaHHBIMY U3 TaioreHa unu C_;alkuia, Wi 4-6-4ICHHBIN TeTePOIUKIIII, KOTOPBIH He00A3aTeIbHO 3aMeleH 1-
2 3aMECTUTEISIMH, BRIOpaHHBIMU K3 rasoreHa win Ci_;allKuia;

Ry, mpencraBusier coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,allKuil Win
C/_;amKuIIKapOOHILT;

Ry; mpencraBnsier coboit Bomopo win Cy_,alIKuT,

Ry, mpencraBnser coboit Bomopon, C_sankmwi, C_sanmkmikapOooHmt wii -SO,R,1;

R;s mpencraBnser coboit Bogopon, C_samkmt, -SO,R7;

Ry; mpenctasmsier coboit C_ankun wim 3-6-wIeHHBIH KapOOIMKIINII, KOTOPBI HE00sI3aTeNbHO 3aMeleH 1-
2 C|;aNKWIBHBIMU 3aMECTUTEIISMHU;

R 1 R HE3aBHCHMO TIpeacTaBisAtoT co0oit Bogopon mim C.7amKu;

R,; mpexacTasisieT co6oit 3-6-ueHHBINH KapOOIUKITIII, He00sA3aTenbHO 3aMenieHHbIN 1-2 C;_;ankunamu;

Ry, mpeactasisier coboit Csamkmin wimu C;_7ITUKIT0aTKIIT,

R,4 mpeacTaBiser cob6oit Bogopona wim C_7aKu,

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM cliydae uMeeT 1-3 reTrepoaroMa, HE3aBUCHMO BBIOPAHHBIX
mN,OusS;

WK ero (papMareBTUICCKU IpUeMiieMast CoJb.

17. Coequnenue o .13, B koTopom

R, mpencraBnser co6oit Bogopoa, Ci.;aIKOKCH, TaJOreH, HUTPO, ranoreH-C ;ankmi, ragoren-Ci_;alKoKcH
nin C,_,aJKUITHO;
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R, mpencrarser cob0it BOTOPOA WK TAIOTEH;

R; mpencraBnsier coboit C,.,ankeHwt, ruapokcu-Ci,ankmi, nuaHo, Ci,alkoKCcUKapOOHWI-C, 7allKeHII,
-D-C(O)-NR6R7, -C(O)Rg, -SOlel, 'D‘NRQR]O, -S(O)(NR14)(R22), -S(NR15)(C1_73..HKI/UI), 3-6-4IeHHBIN Kap60—
UKW, KOTOPBIA Heo0sA3aTeNbHO 3aMeleH 1-2 THAPOKCHIIBHBIMHU 3aMECTUTEISIMU, WIH 4-6-4JICHHBIN TeTepo-
IIUKITAI, KOTOPBIA HE00sA3aTeIHLHO 3aMelleH 1-2 3aMeCTUTENSIMH, BRIOPaHHBIMH W3 TAJIOTCHA WA THAPOKCHUIIA;

R4 mpencraBisier cob6oit BOIOPO, THAPOKCH MITH TaJOTeH;

Rs mpencrasisier co60it BOIOPO MITH TAJIOTEH;

Rg mpencrasmsier coboit C,_sankwi, ruapokcu-Ci_ankmn win -Cy_,ankmi-O-C(0)C_;ankm;

R, mpencrasnser coboit Bogopoxa wim C;_;alaKu;

Rg mpencrasnser coboit C;.samkui, ranoren-Ci_sankmi, -N=S(O)(C;.;ankum)(C;_,aKui1) Wik 4-6-4JICHHBIH
TETEePOIUKIIII, KOTOPBIH He00A3aTeIFHO 3aMeIleH 1-2 TaloreHOBBIME 3aMECTHTEIISIMU;

Ry mpencrarnset coboit C_sankmwikapoormt mwin -SO,(C,ankmn);

R,y mpencraBnser coboit Bomopo win Ci_,alIKuT,

Ry; mpencraBuser cobGoit Cjrankmn, Cs,imkmoankmwi, ranoreH-Ciankmi, C,ankokcu-Ci 7aKi,
-NR ;R 3 win 4-6-4eHHBIN TeTEPOLKIINIT,

Ry, mpencraBnsier coboit C,ankwmi, Tuapokcu-C ,ankui, nuano-Camkmn, Ci,ankokcu-Ci,alkua Wi
C;anKuIKapOOHMUIT;

R; mpeactasnser cob6oit Bogopona wim C_7aKu,

R4 mpeacTaBnser coboit Bogopon, C_ankwmt wim C_;aTKuikapOOHMIT;

R5s mpeactasiser coboit Bogopox wim -SO,R 175

R; mpeacraBisier co6oit 3-6-wieHHBIN KapOOIMKINII, KOTOPBIA Heo0s3aTenbHOo 3aMerieH 1-2 C;alKiib-
HBIMH 3aMECTUTEIISIMH,

Ry, mpencraBnser coboit C;_sankmt un C;_7IIUKIOATKILT;

Ry, mpencraBnsier coboit Bomopo win Cy_,alIKuT,

D otcyrcrByer, npencrasisieT coboit Cy,ankumn win C, ;aJKEHIIT; IPH 3TOM TeTEPOIMKIMIBEHAS TPYIIIa B
KOKIOM ciIydae uMeeT 1-3 rerepoaroma, He3aBUCUMO BbIOpaHHBIX 13 N, O 1 S; uiu ero ¢papManeBTHISCKH TIPH-
emsieMasi CoJlb.

18. Coenaunenue 1o 1.17, B KOTOpOM

R, mpencraBnsieT coboit Bogopon, C,.7aTKOKCH, TaJOreH, HUTPO, raoreH-C_sankun win rajoreH-C_;ai-
KOKCH

R, u Ry mpencTaBisioT co6oii BOAOPOT;

R; mpencraBnser coboit C,.,ankeHwt, ruapokcu-Ci,ankmi, nuaHo, Ci,alkoKkcUkapOOHWI-C, ;allKeHII,
-D-C(0)-NRg¢R7, -C(O)Rg, -SO,R;;, -D-NRgR ¢, -S(O)(NR4)(R33), -S(NR5)(C;_samkuin), OKCa30Iui, MUKIO0Y-
THJI, He00S3aTEIEHO 3aMEIICHHBIN THAPOKCU3aMECTUTEIIEM, WIIA OKCETaHUI, HEOOsI3aTeIbHO 3aMCIICHHBIA TH/I-
POKCH3aMECTUTEIIEM;

R4 1 Rs mpencTaBisroT co60i BOJOPO] HITH TaJIOTCH;

Rg mpencrasser co6oit C_,ankun win ruapokcu-C i 7aIKu;

R7, Ry3, Ry4 1 Ryy mpeactaBnsrot codoit Bomopoa nmu C_7allKud;

Rg mpencrasisier coboii C;_;allKuil, MAPPOTMINHIII, OKCETaHWI, WIIA a3eTUANHUI, HEo0s3aTeIbHO 3aMe-
meHHbIH 1-2 ranoreHoBbiME 3amecTuTesIMu, -N=S(O)(C,_;ankwmn)(C,_;,amkun);

Ry mpencranmsier cob6oit -SO,(C,_,ankmn);

R;; mpencraBmser coboit Cjamkun, Csyuukmoankwia, rajored-Ci,amkun, Cp,amkokcu-Ci_,aliKul,
-NR ;R 3, THppOTUANHWUI, TATICPUIMHIII, A3CTHIUHII I MOP(}OIMHII,

Ry, mpencrasusier coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,alKuil Win
C/_;amKnIIKapOOHILT;

R;s mpencraBmser coboit Bomopo win -SO,R 75

R,; mpencraBnsier coboii (eHm, HeoOs3aTeNBPHO 3aMeleHHbIH C|_7alKITBHBIM 3aMECTUTEIICM;

Ry, mpencraBnsier coboit C;_samkmt un C;_7IIUKIOATKILT;

D otcyrcTByer, npeactasiser coboit C; samkun win C,_;aIKeHIIT;

WM ero (papMareBTUIEeCKH MpuemMiIeMas CoJlb.

19. Coenunenue 1o 1.18, B KoTOpoM

R mpencrasmisier coboit Bomopon, C.;aIKOKCH, TaJIoTeH, TanoreH-C _;,anku win ranoreH-C _,allkOKCH;

R, u Ry ipencTaBisioT co0oii BOAOPOT;

R; mpexncraBnser coboit rtuapokcu-C-ankwi, mmano, C,ankokcukapOoHmi-C, ankennn, -D-C(O)-
NR4R5, -C(O)Rg, -SO,R 1, -D-NRgRg, -S(O)(NR14)(Ry,), -S(NR5)(C,.7anKmt), 0KCa30IWI, IMUKIOOYTHI, HE00s-
3aTeNbHO 3aMEUICHHBIA THIPOKCH3aMECTUTEIICM, MIIH OKCETaHWJ, HEOOs3aTeIbHO 3aMCIICHHBIN THIPOKCH3aMe-
CTUTEIIEM;

R4 1 Rs mpescTaBisroT co60i BOJOPO] HITH TaJIOTCH;

Rg mpencrasnsier coboit Cy_,akm;

R, Ry3, Ry4 1 Ry, mpencraBnsror coboii Bogopo wiu Cy_,alKu,

Rg pencrasmisier coboit mupponuanaui, azeTuauHmI uik -N=S(O)(C,_;amkun)(C,_;amkun);

Ry mpencranisier cob6oit -SO,(C,_,ankmn);
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Ry mpencraBnser coboit C;_samkwmi, ranoreH-C sankmi, -NR ;R ; wun muppomuauam;

Ry, mpencraBusier coboit Cyankmn, ruapokcu-C ,ankmi, muano-C,ankmi, Ci,ankokcu-C ,allKuil Win
C;anKuIKapOOHMUIT;

Rs mpeacrasiser coboit -SO,R 75

R; mpeacrasisier coboit pernn, HeoOs13aTeIbHO 3aMeleHHbIH C | 7allKHIbHBIM 3aMECTUTEIIEM;

Ry, mpeactasisier coboit Csamkmin witu C;_;ITUKI0aTKIIT,

D otcyrcTByer, npeactasiser coboit C;_samkun uin C,_;alIKeHIIT;

WM ero (papMareBTUIEeCKH MpuemMiIeMas CoJlb.

20. Coeaunenue 1o 1.19, B koTopom

R, mpencrarnser coboit Bogopo, ranoreH, ranoreH-Cy_,alKkui uin ranoreH-Ci_,allkoKCH;

Ry, Ry, Rs 1 Ry mpeacraBnsror cobo BOIOPOS;

R; mpencraBnser cob6oit ruapokcu-Cisankmi, -D-C(O)-NR¢R;, -C(O)Rg, -SOR;;, -D-NRgRyy,
-S(O)(NR4)(R;,) umu okceTaHMII, HEOOS3aTENBHO 3aMEIICHHBINA THAPOKCH3aMECTUTEIICM;

Rg 1 R; mpencrasistor co6oit C_7aKiw;

Rg ipencrasmsier coboit muppomuanana win -N=S(O)(C _;ankwmn)(C;_,anKmn);

Ry mpencrasmsier cob6oit -SO,(C,_,ankmn);

Ry, mpeacrasnser coboit C,samkmi, -NR ;R 3 nnm nuppomuauam;

R, mpeactasisier coboit Csamkui, ruapokcu-C_samkmn mwim Ci_,ankokcu-C_;aliKkui;

Ry3 m Ry nmpencrasnser coboit Bomopox wim C_,ankwr;, Ry, npencrasisier coboit C,ankmn wm Cs_;1uK-
noankui; D mpeacrasisiet coboit Csamkui uii C,_;,alIKeHHUIT; WK €T0 (apMareBTHISCKU IpUeMIieMast COJIb.

21. Coeaunenue 1o 1.14, B KOTOpoM

R, mpencraenser co6oit Bomopon, C_,alkui, IUAHO, TAJIOTEH, HUTPO, TajtoreH-C, ;ainku, rajmoren-Ci_;ai-
kokcH min C|_7aJIKUITHO;

R, mpencrarser cob0it BOTOPO WK TAIOTEH;

R mpencrasnset coboit -D-C(0)-NRgR;, -C(O)Rg, -SO,R; mwm -C(S)NRgR0;

R4 mpencrarmisier coboit Bomopon, C.;alKuI, THIAPOKCH WUJTH TAIOTEH;

Rs mpencrasiser coboii Bomopo;

R¢ mpencrasmisier coboit C;_ankwmn mwim Cs_7IIAKITOATKIIT;

R; u Ry, ipencraBnstor coboit Bogopon wim C_,alKu;

Rg mpencrasisier coboit Bogopon, C,samkun, C,ankennn, Cs,Iukinoankui, ramoren-C ,ankwr, Ci_;ai-
kmikapoonwn, Csankokcukapbonwmn, Ci,ankokcu-Cankun, -Ci,ankmn-O-C(0)-Csankun, -Ci_;ankumi-
SO,(C7ankwmn) wiu 4-10-4ICHHBIA TETEPOIMKIINIT,

Ry, mpencraBnsier coboit C;_samkmi, Cs uukinoanki, ramoreH-Cy_,ankui, nuano-Cosankmwi, Ci.,alKoKCH-
Cy_samkmn, -NR ;R 3, 3-6-4neHHBIH KapOOIUKIIII, KOTOPBIH HEOOS3aTeBHO 3aMeIeH 1-2 TaloreHOBBIMU 3aMec-
TUTEISIMH, WIH 4-6-4JICHHBIN TeTEPOLUKIINI, KOTOPBIA HEOOsI3aTeIbHO 3aMelleH 1-2 3aMeCTHTEIISIMU, BHIOpaH-
HBIMHM U3 ranorena wim C_;ajaKuia;

Ry, u Ry3 mpeacrarmstor coboii C;_7aaKu;

R 1 Ry HE3aBHCHMO TIpeacTaBisAtoT co0oit Bogopon mim C . 7aaKu;

D otcyrcTByeT;

TIPH 3TOM TeTEPOIMKIMIbHAS TPYIIA B KaXXI0M cliydae uMeeT 1-3 rerepoatoMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS,

WM ero (papMareBTHIEeCKH MpuemMiIeMas CoJlb.

22. Coenunenue no n.21, rae

R, mpencrasnset coboit Bogopo, C;.7aiKu, rajoreH, ranored-C _;alkumit win rajgoreH-C _;aaKoKCH;

R, u Rs mpescraBisror coboii BOIOPOST;

R;3 mpencrapnser coboit -D-C(O)-NR¢R, -C(O)Rg, -SO,R;; mmm -C(S)NR 3R 9, v okceranui, HeoOs13a-
TEJNBHO 3aMENICHHBINA THAPOKCH3aMECTUTEIICM;

R4 mpencraBnser coboit Bogopoa, C; ;KU UK TaJIOTEH;

R¢ ipencrasmiser coboii C;_,anku;

R; mpencrasmisier coboit Bomopoa wiu C.7alKu;

Rg mpencraBnser coboii Camkun, C,samkennn, Csuukioankw, ramoreH-Ci samkmi, C,ankumikap6o-
aui, Ci_,ankokcukapoonmi, C ankokcn-Cankw, -C_,ankmi-O-C(O)-Cy_;ankwm, -C;_;ankun-SO,(C_,ankun),
a3eTUAMHII, MOP(HOMHII, QYPAHHUI WA TTUPPOITHINHILT,

Ry, mpencrasnser coboit C,,amkun, Cs uukiioankw, ranoreH-C ,amkun, nuano-Ci ,amkun, C,.,alKoKCH-
Cy_amkmn, -NR ;R 3, mupponuauami, GeHut, Heo0sS3aTeIbHO 3aMEIICHHBINH TaJIOT€HOBBIM 3aMECTHTEIIEM, OKCe-
TaHWI WU MMAPA30JIHII, HE00sA3aTebHO 3aMelieHHbBIN C | ;alKIITFHBIM 3aMECTUTEIICM;

Ry, u Ry3 mpeacrasnstor coboii C;_7aaKku;

Rig 1 Rjg HE3aBHCHMO MPEACTABIAIOT c000# Bomopox miu Ci.7aIKui;

Ry, mpencraBnsier coboit Bomopo win Cy_,alIKuT,

D orcyrcTByer;

WM ero (papMareBTHIEeCKH MpuemMiieMas CoJlb.

23. CoeauHeHUE 10 .22, B KOTOPOM
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R, mpencrasnset coboit Bogopo, C;.7aiKu, rajioreH, ranored-C _;alkumit Wik rajgoreH-C _;aaKoKCH;

Ry, Rs u Ry npeacraisror coboii BOIOpOSI;

R; mpencrasmsier cob6oit -D-C(O)-NRgR7, -C(O)Rg mmn -SO,R (5;

R4 pencrasmisier coboit Bomopoa wiu C.7alKu;

R¢ pencrasmiser coboii C,_,anku;

Rg mpencrasiser coboii Ci_sankmi, Cs;muknoanku, ragoreH-C ,amkui, C,ankuikapOonmi, -Ci_,alKu-
0-C(0)-C,.7ankumn, -C_,ankuin-SO,(C_;ankumn), MOpGOIUHWIT WA PP OITHTAHIIT,

Ry, mpencrasmisier coboit C,_sankmi, Cs;iuknoankui, uano-Ci_,ankmr, C.,amkokeu-Ci_ankmi, -NR,R 3,
OKCETaHWII WU MMAPA30JIHII, Heo0A3aTeIbHO 3aMelleHHbIH C | ;aIKHIbHBIM 3aMECTHTEIICM;

Ry, u Ry3 mpeacrasmstor coboii C;_7aIKu;

Ry, mpencraBnsier coboit Bomopo win Cy_,alIKuT,

D orcyrcTByer;

WK ero (papMareBTUIECKU MpUeMiieMast COJb.

24. Coeaurenue o m.23, B KOTOPOM

R mpencrasmisier coboit Bomopo, ranoreH, rajgored-C, ,amkun win rajgoreH-C _;allKoKCH;

R,, Ry, R5 1 R; mpeacraBisiror coboii Bomopo;

R; mpencrasmsier cob6oit -D-C(O)-NRgR7, -C(O)Rg mmn -SO,R (5;

Rg, Ri» 1 Ry3 mpeacraBnstor coboit C.7amku;

Rg mpencrasmisier coboit C,_sankwn wim ramoreH-C_,aJIKuT;

Ry, mpeactasnser coboit Csamkui, Cssuukmoankwi, C_sankokcu-Csamkui, -NR ;R 3 wim okcetanw;

Ry, mpencraBnsier co0oii BOIOPOST;

D orcyrcTByer;

WK ero (papMareBTUICCKU IpUeMiieMast CoJb.

25. Coeaunenue 1o 1.15, B koTopom

Ry, Ry, Ry, Rs 1 Ry, ipeicTaBisiror coboii BOIOPOST;

R3 IpEACTABIIACT coboii BOIOPO, -D-C(O)-NR6R7, -C(O)Rg, -SOzR“, 'D'NRE)R](), -S(O)(NR14)(R22), 4-6-
YJICHHBIH TeTEePOIMKIINII, KOTOPEIH HE0OsI3aTebHO 3aMelIeH 1-2 0KCO3aMeCTUTEIISIMH, W 4-6-4IIEHHBIA TeTe-
pormkinn-C_;alKuil, He0Os13aTEILHO 3aMEICHHBIN 1-2 0KC03aMeCTUTENAMU;

Rg, Ry1 1 Ry, mpeacraBnsitor coboit C.7amku;

R; mpencrasmisier co6oit Bomopon wiu C.7alKu,

Rg pencrasmsier coboit C,_ankwi, C_7allKOKCH WITH 4-6-1IEHHBIA TeTePOIMKIIII;

Ry mpencrasnser coboit -SO,(C;_amkun);

Ry mpencraBnser coboit Bogopoa, C_samkmn win C;_;IIHKIOATKIIT;

Ry, mpencraBnsier coboit Bomopo win -SO,R, 5

R, mpencraBnsier coboi 3-6-4ICHHBIH KapOOIMKITIII, HE00S3aTeIbHO 3aMelIeHHbIH 1-2 C;_samkuiamu;

D orcyrcTByeT mim mpeactasiset coboit Ci,amKu;

IIPH 3TOM TETEPOLUKIHIbHAS TPYIIA B KAXKIOM ciiydae uMeeT 1-3 reTrepoaroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS;

WM ero (papMareBTUIeCKH MpuemMiieMas CoJlb.

26. CoeauHEHNUE TI0 11.25, B KOTOPOM

Ri, Ry, Ry, Rs 11 Ry ipencTaBisiroT co6oii BOIOpOI;

R3 MpEACTaBIIACT coboit -D-C(O)-NR6R7, -C(O)Rg, -SOlel, ‘D‘NRQRIO, -S(O)(NR14)(R22), 1,1-,Z[I/IOKCI/I-
JIOM30THA30TUINHII WK 1,1-THOKCHION30THA30 MU IHHII-C | _7aTKHJT;

Rg, Ry 1 Ry, mpencrasisror codoit C;_;amkm;

R, mpencrasnset coboit Cy_,ankm;

Rg mpencrasnsier co6oit C_7alKuiI WM a3eTUINHIIT;

Ry mpencrasnser cob6oit -SO,(C;_samkun);

Ry mpencraBnser coboit Bogopon, C_samkmn mwin C;_;IIUKIIOATKIIT;

R4 mpeacTaBisier coboit -SO,R ;5

R, mpeacTasisier coboit pernn, HeoOs13aTeIbHO 3aMeleHHbIH C | ;alKHITbHBIM 3aMECTUTEIIEM;

D otcyrcTByeT wim npencrasisetr coboit C_,alIKku;

WM ero (papMareBTUIEeCKH MpuemMiIeMas CoJlb.

27. CoeauHeHNUE 1O 1.1, KOTOpPOE MPeACTaBIAET COO0M

meTi-(E)-3-(4-(((6-(m3ounnonuH-2-uimMetnn)-4-okco-4H-ttupan-3 -mir)okcn ) Me T ) peHmn)akpmnar — (co-
euHeHue 2);

2-(m30MHAO0NNH-2-unMeTnn)-5-((4-(mupponuans- 1 -micynsdonnn)oensun)oken)-4H-nupan-4-on  (coenn-
HeHue 5);

4-(((6-(n3onHIONMH-2-HIMeTH)-4-0Kco-4H-ntrpan-3-un)oxcn)MeTin)-N-MeTiiioeH3ocynsponamMus  (co-
enuHeHue 8);

4-(((6-(n3onHmONMH-2-HIMeTHI)-4-0Kco-4H-mmupan-3-mn)oxcu)meTin)-N,N-1tuMeTHia0 e H301CcyIbGpoHaMU T
(coemunenwue 10);

4-(((6-(m3ouHIOMMH-2-MIMeTHN )-4-0kco-4H-ttpan-3-nim)okcn )Me T )-N-(2-MeTOKCHUATHIT ) O€H30JICY b O-
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Hamu[ (coequaenue 11);

N-(2-ruapokcuatuin)-4-(((6-(n30onHI0IMH-2-NIMETHIT )-4-0Kc0-4 H-ntpan-3 -1 )okcn )MeTHi ) -N-Me THIIOe H-
3oJcynbhoHaMu (coequaeHne 12);

N-(2-ruppoxcuatun )-4-(((6-(M30MHIOINH-2 -MIMe TN )-4-0kco-4H-TipaH-3 -11) OKCH )METHIT ) O H30JICY Th-
dhonamun (coequnenwue 15);

N-s1mn-N-(2-runpokcud T )-4-(((6-(M30MHA0THH-2-HIMe THIT)-4-0kco-4 H-mpaH-3-mr)okcu ) Me T ) OeH-
3oJcynbhoHamu (coequaenue 21);

5-((4-((mudTopMeTIIT)CYTHHOHMIT)OCH3UIT)OKCH )-2-(M30UH 0T H-2 -mMe T ) -4 H-upan-4-on  (coenuHe-
Hue 22);

N-(2-tmmanoatnin)-4-(((6-(n3ouHA0NNH-2-uIMe T )-4-okco-4H-mpan-3-mm)okcu)Me i) -N-MeTHI0eH301-
cynbhonamup (coenuHenue 23);

2-(m3onHA0NUH-2-unmetnin)-5-((1-(okceran-3 -uncynshonun) munepuInH-4-un)MeTokcn)-4 H-iupan-4-on
(coenunenue 36);

5-((4-(meTnncynbdonmn)oen3mi)okcu)-2-((5-(TpudropmeToken )30 MH A0 H-2 - U )MeTH ) -4 H-mupan-4-
oH (coenuuenue 37);

2-((3,4-murunponzoxuHonau-2( 1 H)-mm)meTwn)-5-((4-(2-ruapokcunponaH-2-m1)0eH3mT)okcH ) -4 H-iupan-
4-oH (coequHenue 44);

2-M30UHIONUH-2-MMeTh)-5-((4-(pomn-1-eH-2-un)oen3mn)okcn)-4H-mupan-4-on (coequaenue 47);

5-((4-(2-TumpokcHIIpoITan-2-1i)0eH3 1 )OKCH ) -2 -(M30MHI0JINH-2 -niMe T ))-4H-ttupan-4-o1  (coequHeHME
49);

5-(IMKIIOTEKCHIIMETOKCH -2 -(N30MHI0THH-2-1iMeTH)-4 H-rmnpan-4-oH (coenuHenue 65);

5-((1-(oxceran-3-uICybGOHIT ) TUIEPUIUH-4-HIT)METOKCH )-2-((S-(Tpr TOPMETHIT) H30MHIOTHH-2 -
wn)Metn)-4H-nupan-4-oH (coeanHenue 69a);

N-((4-(((6-(m3omHOONMMH-2-MIMeTII)-4-0KCc0-4 H-tpan-3-nir)okcn )MeTrin ) e Hrn)cynbGonm )-N-
Metuinaneramua (coenunenue 70);

5-((4-(muxIT00y TAaHCYITH () OHIMHTOIT) OCH3WIT ) OKCH ) -2 -(M30MH IO H-2-uMe T )-4H-mupan-4-o1 - (coenu-
HeHue 71);

5-((4-(mmxToniponuIIC Y Ib(OHMIT )OS H3UI ) OKCH ) -2 -(MI30MHIOJINH-2 -uiiMe TN ) -4 H-tupan-4-oH  (coemuHEeHMEe
72);

5-((4-(m300yTHICYTH(HOHIIT)OCH3MIT)OKCH )-2-(M30MHA0TUH-2 -uMe T ) -4 H-upan-4-ou (coeaunenue 73);

5-((4-(S-metuncynbhuHUMUIONT )0eH3MIT ) OKCH )-2-((5-(TpUDTOPMETIIT) N30 MHTOJIUH-2 -1T )Me T ) -4 H-
nupaH-4-oH (coequHeHUE 74);

4-({[6-(1,3-murunpo-2H-n3zouHn01-2-uametn)-4-okco-4 H-mupan-3-mn]oxcu } Metrin)-N-[ auMe T (OKCH-
110)-AS-cynpannnunen]6ensamun (coemunenne 83);

N-[mumernin(okenno)-A -cymbdanumnen]-4-[({6-[(5-brop-1,3-aurumpo-2H-n30uH10m-2-mi)MeTHI]-4-
okco-4H-mmpan-3-mi} okcn)Merrin|oeHzamu (coeanHenue 84);

5-((4-(S-meTuncynbphOHUMUAOMT )0 H3MIT)OKCH)-2-((5-(TprdTOPMETIIN) M30MHI0IHH-2- T )Me T ) -4 H-
nupaH-4-oH (coeaunaeHue 89);

5-((4-(S-meTuncynbhOHUMAAOMT )0 H3MIT)OKCH ) -2-((5-(TprTOPMETOKCH)M30MHI0INH-2-T)Me T ) -4 H-
nupaH-4-oH (coeaunaeHue 90);

2-(1-(n3omHm0IMH-2-11)3THN )-5-((4-(S-MeTmncynbhornmumont)6eH3nn)okcn )-4H-mupan-4-o1  (coeaune-
Hue 91);

5-((4-(N,S-gumeTricyibHoHUMUAIONT ) OSH3 U ) OKCH ) -2 ~(MI30MHTOJINH-2 -niiMe T ) -4 H-impan-4-ox (co-
equHeHue 92);

N-{[4-({[6-(1,3-muruapo-2H-u3ounHm01-2-niMe T )-4-okco-4H-mupan-3-u]okcn } MeTHI ) heHIIT | (METHI ) -
A -cynbdanmminen} -4-MeTHI6eH30ICYTbpOHAMIL (CoeanHEeHNHE 93);

5-((4-(azeTunuH- 1 -kapO6oHMN)-2-PTOpOESH3MIT ) OKCH ) -2 ~(M30MHI0IMH-2-uaMe TN ))-4H-tmpan-4-ou  (coemu-
HeHue 95);

2-(u30uHAONMHH-2 -UIMeTHN)-5-((4-(TpomaH-2 -uicy b (OHUMI IO ) O H3IIT)OKCH ) -4 H-tupan-4-o1  (coenu-
Henue 103);

5-((5-¢prop-1-(meTmncynbdonun)-1,2,3,6-TeTparu ApOMUPUIHH-4-UIT)METOKCH ) -2 -(M30UHI0JINH-2 -HIIME-
tun)-4H-nupan-4-ou (coequnenue 104);

2-(n30uHAONHH-2-IIMeTHN)-5-((4-(0kca3zon-2-mi)oen3ni)okcH)-4H-nupan-4-on (coenuuenue 109);

5-((4-(1-TuIpOKCHIIUKIIOO Y THIT) OCH3WIT ) OKCH ) -2 -(M30MHAOMNH-2-uMe T )-4 H-mupan-4-o0  (coequHeHMe
111);

N-(4-(((6-(n30mHAOTMH-2-IMETHI)-4-0KC0-4 H-tmpaH-3-11)OKCH ) METHI ) OEH3MIT )METAHC YJIb(DOHAMU T
(coemunenue 113);

5-((4-(3-TumpokcHoKceTaH-3-MT)0CH3MIT)OKCH )-2-(M30MHAOMUH-2-umMeTin) -4 H-mupan-4-o1  (coequHeHMe
114);

2-((5-propuzonnrmonuH-2-mw)MeTn)-5-((4-(3-ruapoxcrokceTan-3-mn)oensmwn)okcn )-4H-upan-4-ou  (co-
enuHenue 115);
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5-((4-(3-rugpoxcrokceTaH-3-m)0eH3m1)oKcH)-2-((S-(TpU TOPMETHIT ) H30MH TOTUH-2 -1 )Me T ) -4 H-
nupaH-4-oH (coequuenue 116);

2-(M30UHAOINH-2-HIMETHI)-5-((4-(muppomuauH- 1 -kapboHmn)0eH3mn)okcn )-4H-mmpan-4-o1  (coeanHeHne
122);

5-((4-(azeTunuH- 1 -kapOOHMIT ) OEH3U )OKCH )-2 ~(M30MHIOINH-2-niMe TN ) -4 H-tmpan-4-oH (coemuHeHme
129);

2-((5-6pomuzonHI0MH-2-1T)Me TN )-5-((4-(TupponuanH- 1 -kapOonnn )oensuin)okcn)-4H-mupan-4-o1  (co-
equaenue 130);

N-(tpet-06yTnin)-4-(((6-(n3ounzoNH-2-uMeTH )-4-0kco-4H-mpan-3-mn)okcu)mermin)0eH3amMua - (coeau-
HeHue 131);

4-(((6-n3onHOoNMH-2-uMe T )-4-okco-4H-mpan-3-mr)okcu)mernn)-N,N-guusonpormmidenzamuy  (co-
enuHenue 134);

4-(((6-((5-xmopu3onHIOIHH-2-WT)Me TN )-4-0kco-4H-upan-3-un)okcn ) Metin)-N,N- TuMe THIOeH3aM U T
(coenunenue 137);

4-(((6-((5-mMeTOKCHN30MHAOIIH-2 - )MeTHI )-4-0kco-4 H-mmupan-3-un)okcu)metin)-N,N-mume THiioeH3a-
muj (coenunaenue 138);

N,N-gumetuin-4-(((4-oxco-6-((5-(TpudropmeTrin) m30MHI0IUH-2 -1iT )MeTH ) -4 H-upan-3-w1) OKC 1 )METHIT )
oenzamu (coenuuaenue 139);

(E)-3-(4-(((6-(n3omumonuH-2-mamMeTnn)-4-okco-4H-mmupan-3 -mn)okcu ) metrn ) peHr)-N, N-TuMe THIIaKpH-
namun (coenuuenue 146);

5-((4-(3,3-mu¢ropazeruauH- 1 -kapOOHMIT)OEH3HIT) OKCH)-2-((5-METOKCUN30MHIONH-2 -1 )MeTHI)-4 H-
nupaH-4-oH (coenuneHue 162);

3,5-mudrop-4-(((6-(n3onHONINH-2-UnMe TN )-4-0kco-4H-tmpan-3-mn)okcu)mernin)-N,N-1ume THiioeH-
3amuj (coequHeHue 172);

N-((4-(((6-(m3omHIONMMH-2-MIMeTHI)-4-0KCc0-4H-IMpaH-3-1I1)OKCH )ME THIT ) [IUKIIOT €KCHIT)METHI )METaH-
cynshonamua (coequnenue 173);

5-((4-((1,1-1MOKCHIOU30THAZ O IUH-2 -1 )METHIT ) IUKIIOT€KCHIT )METOKCH ) -2 -( M30MHIOJTUH-2 -UIIME T ) -
4H-ttupan-4-on (coenmuuenue 176);

5-((1-(meTuncynshoHMI ) MTUIepUIUH-4-1IT)METOKCH)-2-((5-(TprUd TOPMETHIT) M30MHTOTHH-2 -1 )MeTHI )-4 H-
nupan-4-oH (coenunenue 184);

2-(M30MHAOINH-2-IIMeTH)-5-((1-(MeTrICy b G oHIN ) THIepuanH-4-1in)MeTokcn)-4H-mupan-4-o1 (coenu-
HeHue 185);

2-((5-¢ropuzonnnonuH-2-ua)Metnin)-5-((1-(MeTuncynbhoHuT ) IepuIuH-4-ni)MeTokcn )-4H-nnpan-4-on
(coenunenue 186);

5-((1-(uuxITonponuICyIb(MOHMI ) TUIIEPUANH-4-MIT)METOKCH ) -2 -(N30MHA0JNH- 2 -1iMe T ) -4 H-iupan-4-on
(coenunenue 187);

5-((1-(>TrncynbGoHmT) MUIepuAnH-4-1I1)METOKCH ) -2-(M30MHT0NMNH-2 -unMeTn ) -4 H-upan-4-on  (coenu-
Henue 188);

5-((1-(atuncynbbormn) munepuarnH-4-ui ) MeTokcH ) -2 -((5-pTopu30MHI0INH-2 -1 )Me TN ) -4 H-tupan-4-ox
(coemunenuie 189);

5-((1-(umxToTIPONTMIICYITb () OHMI ) MATIEPUIUH-4-1T)METOKCH )-2-((5-propm3onngommH-2-mn)metun ) -4 H-
nupan-4-oH (coemunaenue 190);

5-((1-(>TrncynbGoHmI)-4-MeTHINNIEPH IMH-4- 1T )METOKCH ) -2 ~(M30MHJONH-2-niMe T )-4 H-ntupan-4-on
(coenunenue 192);

2-(1-n3onnmonuH-2-mn)atHin)-5-((1-(metmncynpdonmn) nunepunua-4-un)metokcn)-4H-nupan-4-on  (co-
enuHenue 195);

2-(m3oMHAONNH-2-unMeTn)-5-((terparuapo-2H-tnonupan-4-un)meroken)-4H-nmpan-4-on  (coeanHenue
196);

5-((1-(meTuncynbhoHWI ) TUIepUITH-4-1IT)METOKCH)-2-((5-(TpUDTOPMETOKCH ) MI30UHJOTUH-2 -FIT)METHIT )~
4H-timpan-4-on (coemuuenue 205);

2-((5-MeTumM30uHA0IUH-2-MT)MeTHI)-5-((1-(MeTruICy b OoHMN ) TUIepuAnH-4-1i )MeTokcH )-4H-tupan-4-
oH (coenuuenue 211);

2-(M30MHAOINH-2-HIMETHN)-5-(3-(1-(MeTHnCcynb G oHWIT ) TUNepuaAnH-4-11) nponiokcn ) -4 H-mmpan-4-o1  (co-
equaenue 213);

2-(m3onHAONUH-2-unmetnin)-5-(( 1 -(mupponmans- 1 -kapooHuT)unepuanH-4-min)merokcu)-4H-nmupan-4-on
(coenunenue 215);

5-(((1r,4r)-4-(1,1-1MOKCHION30THA3 0K TIH-2 - HJT ) [TUKJIOTEKCHIT )METOKCH ) -2 ~(I30MHI0JIUH-2 -FIIME THI ) -
4H-nupan-4-oH (coequnaeHue 216);

4-(((6-(m3ounmONMH-2-MIMeTHI )-4-0kc0o-4H-mupan-3-um)okcu)Me ) -N,N- THME THITIHKIIOTeKCaH- 1 -
kapOokcamuz (coenunenue 217);

N-nmkmonpornwi-N-(4-(((6-(n3ouHI0INH-2 -UIMeTHN )-4-0kc0o-4H-TirpaH-3 -HI1) OKCH ) ME THIT ) ITUKIIOT S KCHIT)
MeTaHCcyIbhoHaMu (coequaenue 219);

- 131 -



039309

5-((1-OyTupmnmunepuanH-4-nI)MeToKCH)-2-(M30MHA0MUH-2 -1uMeTin ) -4 H-inpan-4-on (coenunenue 221);

5-((1-(2,2-au¢TopIiponaHONIT ) TUIIEPUIUH-4 -HIT)METOKCH) -2 -(M30MHI0INH-2-niMeTrn)-4 H-ntupan-4-oH
(coemunenue 222);

2-((5-bropuzonHAOTUH-2-1T)MeTHN )-5-(( 1 -pormmoHmIIIUATIepUANH-4-11)MeTokcH )-4H-tmpan-4-o1  (co-
enuHeHue 224);

4-(((6-(m3onHIOMMH-2-UIMeTHN )-4-0kco-4H-ttpan-3-nmin)okcn ) MeTiin)-N, N-TUMe THIITUTIE pUTAH- | -
cynshoHamua (coequHerue 225);

5-((1-(umxIToTIpOTIaHKAPOOHWIT ) TUTIEPUINH-4-HIT)METOKCH ) -2 -(M30MHAOINH-2-rimMe T ) -4 H-upan-4-ox
(coenunenue 226);

4-(((6-(n3onHIONMH-2-HIMeTHI)-4-0Kco-4H-ntpan-3 1) okcn ) Me T )-N-H30p oMU PU U H- 1 -
kapOokcamuz (coenunenue 229);

4-(((6-((5-PpropuzonHIOIHH-2-MT)ME TN )-4-0KCcO-4H-mtupan-3 -1t )okcn ) Me T )-N, N- TuMe THIIHATIC P U I H-
1-cyneponamun (coenunaenue 230);

2-(m3onHA0NUH-2-unmetnin)-5-((1-(MopdonnH-4-kapOonun ) munepuauH-4-nin)Metokcen)-4H-nnpan-4-on
(coemunenve 232);

5-((4-(azeTunuH- 1 -kapOOHMI ) IUKIIOTEKCHIT)METOKCH ) -2 ~(M30MHI0IMH-2-uaMe TN )-4H-tupan-4-o1 (co-
enuHeHue 234);

2-(n30uHAOINH-2-AIMeTH)-5-((1-(2-(MeTHICYIb(OHMI ) alle TUI ) TUTTEPUANH-4-1T)MeTOKCH ) -4 H-tmpan-4-
oH (coenuuenue 238);

5-(((11,4r)-4-anie THIIHKIIOT €KCHIT )METOKCH )-2 ~( M30MHI0JIMH- 2 -niiMe TN ) -4 H-tmpan-4-oH (coenuHenwme
244);

5-((1-nponuoHMIMUNEpUANH-4-IT)METOKCH )-2-((5-(TprPTOPMETHIT) M30MHIOANH-2-T)Me T )-4H-iupan-
4-oH (coequnenue 244a);

2-((5-((1-(meTuncynb(pOHWIT ) TUITePUIUH-4-1T)METOKCH )-4-0Kc0-4 H-riipaH-2- i1 )ME THI ) M30UH IO TN H-5 -
KapOoHHUTpHUI (coequHeHne 245a);

1-(4-(((6-(m3ouHIOMMH-2-MIMeTH )-4-0Kkc0o-4H-TtrpaH-3 -11) OKCH ) METHIT ) TUTICpU U H- | -711)-4 -
MeTWINeHTaH-1,2-muoH (coenunenue 249);

2-(M30MHAOINH-2-IMeTH)-5-(( 1 -uBasTomIIIIUTIe pUINH-4-11)MEeTOKCH ) -4 H-Ttpan-4-oH (coemuHeHme
251);

2-((4-(((6-(n3onHOTIH-2-IIMETHIT)-4-0Kc0-4 H-paH-3 -MIT) OKCH ) ME THIT ) ITUTICPU AW H- | -HIT) CYTb(OHMIT )
areTOHUTPUI (coequHeHne 254);

2-(m3ounA0HH-2-rMeTn)-5-((1-((1-metmn- 1 H-impa3zon-5-wu)cy s OHMT ) TUTIepU AN H-4 -1 )METOKCH )-
4H-nupan-4-oH (coequnaeHue 255);

2-(4-(((6-(n3onumoNMH-2-UnMe T )-4-0kco-4 H-npaH-3-m1)OKCH )M e THIT ) TUTIIEpU T H- | - 1T ) -2 -OKCOITHIIA-
nerar (coequnenue 257);

2-(m3onHAO0NNH-2-unMeTnin)-5-(( 1 -nponuoHuUnepuMH-4-un)mMetokcn)-4H-tupan-4-on (coeanHeHue
261);

2-(n30uHAO0INH-2-IIMeTH)-5-((1-((2-MeTOKCHATHI ) CyTB (G OHIIT ) TUNIepUANH-4 -1 )MeTOKCH ) -4 H-npan-4-
oH (coenuHeHue 262);

5-((1-(m300yTHICYTH G OHIIT)TUTICPU T H-4-HIT)METOKCH ) -2 -(M30UHT0HH-2-unme T )-4H-mupan-4-o1  (co-
equaenue 271);

5-((1-u300yTHpHITUTIIEPUINH-4 -FIT)METOKCH ) -2 ~(M30MHIOJIUH-2 -naMe TN ))-4H-ttupan-4-on  (coenuHeHMe
272);

4-((6-((5-6pomMH30MHIO0MNH-2-1IT)METH)-4-0kco-4H-nupan-3-MI0KCH)METHIT)OEH30HUTPHUI  (COEANHEHHE
278);

5-((4-(S-meTuncynbhOoHUMUAOMT )0 H3MIT)OKCH)-2-((5-(TprudTOpMETIIN) M30MH0IHH-2-T)Me T ) -4 H-
nupaH-4-oH (coequaeHue 285);

5-((4-(R-metuncynbhonnmunonn)oen3un)oken )-2-((S-(TpudropMeTHI ) M30MHTO0IHH-2 -1 )Me T ) -4 H-
nupan-4-oH (coenuaenue 286);

1 MX TayTOMEPHI U papMareBTHIEeCKH IPHEMIIEMBIE COJIH.

28. CoeauHeHue 10 11.27, KOTOpPOE MpeCTaBiIsieT co0oit

N-stmn-N-(2-runpokcud T )-4-(((6-(M30uHA0THH-2-HIMe THIT)-4-0kco-4 H-tipaH-3 -mir) okcu ) Me THIT ) OeH-
3oJcynbhoHamu (coequaenue 21);

5-((4-(2-TumpoKcHIIpOITaH-2-1i)0eH3 N ) OKCH ) -2 ~(M30MHI0JINH-2 -niMe T ))-4H-ttupan-4-o1  (coequHeHME
49);

4-({[6-(1,3-murunpo-2H-nzouHn01-2-nametn)-4-okco-4H-mupan-3-mn|okcu } MeTrn ) -N-[ auMe T OKCH-
10)-AS-cynpannnunen] Gensamuz (coeanueHue 83);

5-((4-(S-meTuncynbhOHUMATOMT )0 H3MIT)OKCH ) -2-((5-(TprTOPMETOKCH)M30MHI0INH-2-T)Me T ) -4 H-
nupaH-4-oH (coeaunaeHue 90);

2-(1-(m3omHnoauH-2-mn)atrin)-5-((4-(S-metuncynbpornmugonn)oen3un)oken)-4H-upan-4-on  (coenune-
Hue 91);

2-(M30UHAOINH-2-AIMETHN)-5-((4-(muppomuauH- 1 -kapboHmn)oeH3mn)okcn )-4H-impan-4-o1  (coeuHeHne
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122);

5-((4-((1,1-A1OKCUIION30THAZOTH TUH-2 -1 )METHII ) IUKIIOT €KCHIT)METOKCH ) -2 -( M30MH TOJTUH-2 -UIIMETHII ) -
4H-timpan-4-on (coenmuuenue 176);

5-((1-(meTuncynshoHWI ) TUIEPUITH-4- 1T )METOKCH )-2-((5-(TprUd TOPMETHIT) N30 H IO HH-2 -1 )MeTrI )-4 H-
nupan-4-oH (coenunenue 184);

2-(M30MHAOINH-2-IIMeTHN)-5-((1-(MeTriaCy b G oHIN ) THIepuaAnH-4-1i)MeTokcn)-4H-tupan-4-o1 (coenu-
Henue 185);

5-((1-(umKITOTIPONTMIICYITb () OHMIT ) TATIEPUIUH-4 -1 )METOKCH )-2 -(M30MHAOIUH-2 -uMeThn ) -4 H-upan-4-ox
(coenunenue 187);

5-((1-(>TrncynpGoHmT ) MUIepUANH-4-1I1)METOKCH ) - 2-(M30MHTO0NNH-2 -unMeT ) -4 H-upan-4-on  (coenu-
HeHue 188);

5-((1-(>Trncynsdonmn) nunepuant-4-mi)MerokcH)-2-((5-propusonnnonns-2-un)mernn)-4H-nmupan-4-on
(coenunenue 189);

2-(1-n3onnmonun-2-mn)atHin)-5-((1-(metnncynpdonmn) nunepunua-4-mn)metokcn)-4H-nupan-4-on - (co-
equaenue 195);

2-(M30UHAOINH-2-IIMeTHN)-5-(3-(1-(MeTHncynshoHmI ) TUnepuarnH-4-1wn)nponokcn ) -4 H-mupan-4-o1  (co-
equaenue 213);

5-(((11,4r)-4-(1,1-1OKCHUAON30THAOJIA U H-2 - HIT ) ITUKIIOTE€KCHIT )METOKCH )-2 -(M30UHOJTUH-2 -UIIME T ) -
4H-tmpan-4-ou (coenmuuenue 216);

4-(((6-(m3onHIOMMH-2-UIMeTHN )-4-0kco-4H-mpan-3-mn)okcn )MeTri)-N,N-TUMe THIITUKIIOTeKCaH- | -
kapOokcamuz (coenunenue 217);

4-(((6-(m3ounHONMHMH-2-IIMeTHI )-4-0Kkc0o-4H-mupan-3-um)okcu)Metrn)-N,N- TUMe THIHITe PU T H- 1 -
cynbhonamup (coenuHenue 225);

5-(((1r,4r)-4-ane THIIUKIOT €KCHIT )METOKCH )-2 -(M30MH IO H-2 -mMe T ) -4 H-ntupan-4-o1 (coenunenue
244);

5-((1-nponmmoHUITITIEpUANH-4 -1 )METOKCH)-2-((5-(TpUPTOPMETHIT) N30 UHTO0THH-2 -1 )MeTrN ) -4 H-iupan-
4-oH (coequHenue 244a);

2-(M30MHAOINH-2-IIMeTHN)-5-(( 1 -ponmoHnnmunepuAnH-4-un)Metokcn)-4H-mupan-4-o1  (coenuHeHune
261);

4-((6-((5-6pomMu30oMHIOINH-2-HT)METHIT)-4-0Kc0-4H-irpaH-3 -MII0KCH )METHIT ) OCH30HUTPIIT  (COSTMHEHNE
278);

U MIX TAyTOMEPHI U (hapMaIleBTUICCKH MPUEMIIEMBIC COJIH.

29. lIpumenenne coequnenus popmynsl (1)

Ras Raz
Q.
R, \/\/\N A
Ry L /L i
R,
\D R /O s 2

B
R

)

rae konblo B mpencraBisier coboit 4-10-uaeHHOE MOHOITMKIMYECKOE WM OMIMKINIECKOE KOJBIIO, CO-
nepxkariee 0-4 rerepoatoma, He3aBHCUMO BRIOpaHHBIX U3 N, O win S,

KOJIBIIO A TIpeJIcTaBiIsIeT co00i OO0YI0 U3 CIEAYIOMUX TPYIIIL:

N SN {l)/\/ N
SCONSO RO REY
e S = =
0 @ ) ) .

L orcyrctByer, npencrasisier coboit -CH,-, -CH,-CH,- wnu -CH,-CH,-CH,-, win B cirydae, Koria KOJIbIIo
A mipencrasisieT coboit (1), L Takxke moxet 6b1Th -C(O)-CH,-;

R mpencrasnsieT coboit Bomopon, C,.samkui, C;_7alKOKCH, TAJIOTEH, ITHaHO, HUTPO, TajmoreH-C _;alku, Ta-
soren-C,_sankoxcy nin C,_7aJKUITHO;

R, mpexacrapnsieT coboit Bogopon, C_,aKWI, TAIOTeH, THAPOKCH, TanoreH-C _;allkuI, HUTPO, ranoreH-C,_;
AJIKOKCH MJTH THOJ,

wm R; u R, BMecTe ¢ aToMamu yrieponia, K KOTOPBIM OHU MPHUCOCTUHEHBI, 00pa3yloT KOHACHCUPOBAHHOE
1,3-TMOKCOIBHOE KOJIBIIO;

R; mpexacrasisier coboi BOJIOPOI, TAIOTe€H, HUTPO, IIHAHO, 0Kco, C_sankui, C, samkeHm, C; 7IIUKIOATKILI,
ruapokcu-Cs sumknoankui, Cj;ankokcu, ruapokcu-Cisankui, ranoreH-C,ankwi, unano-C,,amkun, Ci,an-
kokcn-C_sankmi, C,,adKkuiaTHo, aMUHOKapOOHUI-C, samkeHn, ranored-C ,ankunruo, Ci,aIKOKCUKapOOHWII-
Csankun, C,,ankokcukapooHni-C, samkennn, =NSO,R,q, -S(O)-C_sankxwmm, -S(O)(NR4)(R22), -S(NR5)(C,.;
ankmn), -C(S)NRgR9, -D-C(0)-NR¢R;, -C(O)Rg, -D-NRgR;y, -SO,R;;, HEoOs3aTenpHO 3amemeHHbd 3-10-
YJICHHBIH KapOOIMKIIII, He00A3aTeIbHO 3aMeeHHbId 3-10-wieHHsri kapOomukmmi-C,_;aiku, Heo0A3aTeIbHO
3aMemIeHHbId  4-10-4wIeHHBIH  TETepONMKIMI WM  HeoOs3aTeNIbHO — 3aMeleHHbIH  4-10-4IeHHBIH
reTeporKITiI-C_,aJIKIIT;

R4 mpencraBnser coboit Bogopo, ranoreH, ruapokcu, C,ankui, ranoreH-Ci_,allKuil WIH OKCO;

Rs mpencrasnser coboit Bogopo, ranoreH wiu C_;aJKiw;
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Rg mpencrapnser coboit Bogopon, Cisankmi, C,sankeHni, C; 7IUKIOANKII, THAPOKCU-C | 7aIKII, THAHO-
Cy_amkun, -Cy_sankun-O-C(O)C_7ankui wid Heo0s3aTeIbHO 3aMeIICHHBIN 4-10-4JIeHHBIN reTepOIuKITII;

Rg mpencrasnsier coboit Bogopon, C,,ankun, C, ;ankerwmi, Cs uukimoankui, C.,aIKkokcH, ramoreH-C_;ai-
ki, Cpankokcu-Cisamkmn, Cankwikapoormi, Csankoxcukapoonwn, -C,,ankun-O-C(0)-Ci,ankwmn, -C;
ankmi-SO,(C_samkmn), -N=S(O)(C,_;ankwmn)(C;_;aTKui) UWiId HeOOsM3aTeNbHO 3aMenleHHbIN 4-10-1IeHHBINH TeTe-
POTIMKIINI;

Ry mpencrasiser coboii Bogopon, Cisamkmi, Cssuukmoankwi, C ,ankmikapOoonu, -SO,(C_;ankui) win
-SO,(Cs.7UKITIOANKIIT);

R, mpencraBnsier coboii Cy_samkmn, C, samkeHm, Cs 7IIUKIOATKAN, TanoreH-C_samkui, uano-Cy_,allku,
C,_samkokcu-Cy_samkmwi, -NR;R3, HeoOs3arenpHO 3amenicHHBIH 3-10-uwieHHBIH KapOOUMKIMI I HEo0s3a-
TeJIbHO 3aMeleHHBIN 4-10-4JIeHHBIN reTepOLMKINIL;

Ry, mpexacraBnser coboit Bomopon, C;ankmi, ruapokcu-C ,ankmi, uano-Cankmn, Cisamkokcu, Ci;
ankokcu-C_sankun wii Ci_;alKiIkapOOHNIT,

R, Ryo, Ry3, Rig 1 Ry He3aBHCHMO TipeacTaBisitoT coboit Bogopo, Cysankun uinu Cs_7IIHKI0aTKIIT,

R4 mpeactasisier coboit Bogopon, C,_samkun, C;_;ankumkapooHmt wim -SO,R ;5

R5s mpeacrasnser coboit Bogopon, C_ankmi, C_muknoankut, C,ankmwikapoormi, -SO,R7;

R; mpeactasisier coboit C|.7amkui Wi Heo0sA3aTeIbHO 3aMelIeHHBIH 3-10-uIeHHBIH KapOOIIUKITIIT,

Ry 1 Ry HE3aBuCHMO TipencTaBisiioT coboid C_samkui, Cs 7IIMKIIOANTKIIT WK HE0O0sM3aTEIbHO 3aMeTeHHBIH
3-10-wIeHHBIH KapOOIIMKIIHIT,

Ry, mpeactasisier coboit Csamkmin wimu C;_;ITUKIT0aTKIIT,

Ry; mpencTaBnsier co00i BOIOPOT HITH OKCO;

Ry, mpencraBnsier coboit Bomopo win Ci_,alIKuT,

D orcyrcTByeT, mpeactasusget cobort Cy_samkut win C,.;a KeHHIIT,

IIPH 3TOM HEO0O0sA3aTeIFHOE 3aMEIICHUE B KaXKIOM cliydae BBIOpaHO u3 1-3 3aMecTuTelei, He3aBUCUMO BbI-
Opannbix u3 Ci;anmkwia, ramoreHa, runpokcu, Cisamkokcu, Cjrankokcu-Ci-ankumna, Ci;alKOKCHKapOOHHUIIA
WJIH OKCO; U

TIPH 3TOM TeTEPOIMKIMIbHAS TPYIINA B KaXXA0M cliydae uMeeT 1-4 rerepoaTroMa, HE3aBUCHMO BBIOPaHHBIX
mN,OuS;

WJIM €T0 TayTOMED, WK ero (hapMaIeBTHIECKH MpUeMIIeMast COJTb,

TS TIOTYYEeHUS JISKAPCTBEHHOTO CPEJICTBA JIJIsl JICUSHUS 3a00JIeBaHUH, 3aBUCUMBIX OT CTEPOUIHOTO PEIeTI-
TOpA.

30. IIpumenenwue 1o 1.29, TJe 3aBHCUMBIM OT CTEPOUIHOTO PELIENTOPA 3a00JICBAHUCM SBISICTCS PaK.

31. IIpumenenue no .30, rue pak MpeAcTaBIsieT cCOO0H pak MpelCcTaTeIbHOM KEeIe3bl.

32. Ilpumenenne mo m.31, rae pak MpeicTaTeNbHON JKENe3bl NPEACTaBIsIeT COOOH KacTpanuMoHHO-
Pe3UCTeHTHBIH pak npencrarenbHoi xenessl (CRPC).

33. dapmareBTHYECKass KOMITO3UIIHS, COACPIKaIlas COeAMHEHNE TI0 1.1 BMecTe ¢ (papManeBTHUCCKU MPH-
€MJIEMBIM HOCHUTEJIEM.

34. ®apmaneBTryeckas KOMOWHAIUS, CoEeprKamias COeIMHEHUE 10 1.1 ¥ TI0 MEeHbIIEH Mepe OJWH TOTION-
HUTEJIbHBIN aKTUBHBIA WHTPEAUCHT, BEIOpaAHHBIN U3 TPYIIIHI, BKIIOYAIOIICH

TJIFOKOKOPTUKOUIBI;

MHHEPATOKOPTHKOUIBI;

HECTEPOUTHBIE AHTATOHUCTHI AaHJPOTCHHOTO PEIeNTopa;

WHTUOUTOPBI CTEPOUIOTCHE3a;

XHUMHOTEPATICBTUUCCKUC aTCHTEI,

aHTHACTPOTCHEI,

SMUT€HETUYECKUE MOIYJISITOPHI;

uaruourops MTOR, BKiIFOUas 3BEpOIUMYC;

naruburopsr AKT, Brimrouas AZ5363;

panrodapmareBTHIECKIE MTpenapaThl, BKIItoYas aib(apaanH;

ananoru GnRH/LHRH , Bximtouas nenpopenvs;

narubutopsr PI3K u

nnarubutops CDK4/6;

JUISL OZTHOBPEMEHHOTO, Pa3eIbHOTO WM TIOCTIeI0BATEIHHOTO BBEICHUS.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB

Poccus, 109012, MockBa, Manblii Yepkacckuii nep., 2
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