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IlepexpecTHasi cCHIIIKA HA POACTBEHHBIE 3aIBKI

3asBka Ha JaHHOE W300pEeTEHHE WCIpAlIMBacT NPUOPUTET HAa OCHOBAHWHM 3asBKM Ha IAaTEHT
CIIIA Ne 61/709075, nomanuoi 2 oktsaOps 2012 r., 3asBkm Ha mateHt CIIA Ne 61/777499, momanHOMI
12 mapTta 2013 r., u 3asBku Ha mateHT CIIIA Ne 61/872157, momannoii 30 aBrycta 2013 r., Ipu 3TOM TOJHOE
COJIEpKaHNE BCEX YKa3aHHBIX 3asIBOK BKIIFOUEHO B HACTOSIIEE OMMCAHUE TIOCPEICTBOM CCBUIOK.

YpoBeHb TeXHUKH

O06acTh TEXHUKH.

[Ipennosxxensl mupuanHOHOBBIE COeTMHEHUS U CTIOCO0 JTeueHust GUOPO3HOTO COCTOSTHHS.

Onucanue.

®ubpo3 mpencrasiser coboil oOpazoBaHHe N30BITKA (PUOPO3HON COCTUHUTEIHHONW TKaHM B OpraHe WM
TKaHM MIPH perapaTHBHOM WM peakTHBHOM mporiecce. [Ipumeps! ¢pubpo3a BKIOYAIOT, HO HE OTPaHUYHBAIOTCS,
¢bubpo3 rerkux, Gudpo3 meueHu, Gudpo3 koxu u Guodpo3 mouek. GUOPO3 JNErKKX, TAKIKE HA3BIBACMBIN UAUOTIA-
taeckuM puodbpozom serkux (MDJI), matepcrunmansHeM quddy3HBIM (GHOPO30M JIETKHX, BOCHAIUTENEHBIM
¢ubpo3oM serkux WM GuOPO3UPYIOUINM albBEOTUTOM, IIPEJCTABISIET COO0H PacCcTpONCTBO JETKHX M TeTepo-
TeHHYIO TPYHILY COCTOSHHMA, XapaKTEePHU3YIOIHNXCsI aHOMaJIbHBIM 00pa3oBaHHeM (UOPO3HON TKaHH MEXAY ajlb-
BEOJIAMH, BBHI3BaHHBIM aJbBEOJIMTOM, BKJIIOUYAs KICTOYHYI0 MHOWIBTPALUIO B MEPEropoAKax ajabBeosa ¢ obpa-
3yomuMcst B pesynbtate ¢puoposzom. I[ocneactBuss UDJI SBISAIOTCS XpOHHUYECKUMH, MPOTPECCUPYIOMUMA U
49acTo (haTaTbHBIMHU.

[Ipomomkaer CymecTBOBaTh MOTPEOHOCTh B 0€30MacHBIX U 3PPEKTUBHBIX JICKAPCTBEHHBIX CPEACTBAX IS
nedeHust GUOPO3HBIX COCTOSHUHN, TAKMX KaK HIAOTIATHYECKUIN JIETOUHBIH (proOpo3.

Kpartkoe onucanne n300peTeHus

B HekoTOphIX BapHMaHTaxX peajM3allii HACTOSIIETO W300PETEHUsI COTIACHO HACTOSIIEMY H300pETEHUIO

NPE/IIOKEHO COCJUHEHHE, nMeroliee CTpYKTypy dopmyist (1)
RZ

1
RN

N
&3
D

WK ero (papMareBTUIECKU IprueMiieMast Colb,

rae R' npencrasmster co6oii 1-mermn-1H-mupason-4-mn wm 1H-mupason-4-u;

R? BBIOpaH M3 TPYIIIbI, COCTOAMIEH n3 rajnoreHa, -CN, -OR’, -SR’, -NR°R” u —C(O)Rg;

R’ npencrasimsier co6oii (eI, HeoGA3aTENEHO 3aMEIICHHEIH OT OHOTO 0 YeThipex R’;

R’ B KakIOM cCiyuae HE3aBHCHMO BBIODAaH M3 TIDYIIbI, cOCTosmel H3 Bomopoma, CalKuia,
HeoOs3arenbHO 3amemieHHoro 1-3 ramorenamu, Cjsamkokcn- win  Cpsankokcu-Cisankoken, Cg jpapuiia,
Ce.10apnn-Cy_qankuna u -(CH,),-(3-10-wIeHHOTO TeTepOoLHKINIIa), MPU 3TOM YKa3aHHBIH TeTEPUUKINAI COIACPIKUT
1-3 reTepoaroma, HE3aBUCUMO BBIOPAHHBIX U3 a30Ta, KUCIOPOJa M CEepHl, TIIe YKa3aHHAas Jiro0asi apuiibHas TPYII-
11a HeoBA3aTENbHO 3aMEIeHa OT OJHOTO 10 4eThipeX R'', i ykasaHHEIH reTepolnK He06s3aTeIbHO 3aMEIICH OT
oaHOrO 710 yeThipex R'’;

R® BeIGpan u3 rpymms, cocTosmeil u3 Bogopoaa, C ¢alkuia, Heo6s3aTeIbHO 3aMEIEHHOTO 1-3 rajgoreHa-
v wmn Cpsankoken, Cg.papuna, HeoOsS3aTENbHO —3aMEIMEHHOTO OT OJHOro g0 dethipex R'',
Ce.10apun-C janmkuna, HeoOs3aTeNbHO 3aMEMIEHHOTO0 OT OJHOTO JI0  YeThIpeX R”, (5-10-unmenHOTO
retepoapin)C_4alKiIa, HeoOsA3aTenbHO 3aMEIIEHHOr0 oT oxHoro 10 dersipex R'!, -C(O)R® u -C(O)OR’, npu
9TOM YKa3aHHBIH reTepoapril COEPKUT 1-3 aToma a3ora;

R’ BBIOpaH U3 rpymbI, cocTosel 13 Bogopoa u C)aIKiiIa, HeoOs3aTeIbHO 3aMeIeHHoro 1-3 ramore-
Hamu WiH C)_3aJIKOKCH; WIH

R® 1 R7 COBMECTHO ¢ aTOMOM a30Ta, K KOTOPOMY OHH IPHCOCIUHEHBI, 06pa3yioT 3-10-wIeHHsIl retepo-
UK, CoAepKanmii 1-3 reTepoaroma, BRIOPAHHBIX M3 a30Ta, KHCIOPOAa M CEpPhI, TIPU STOM YKa3aHHBIN reTe-
POLIMKI HeoBsA3aTeNbHO 3aMelmeH oT oaHoro 10 dershipex R, mmm R® m R7 coBmecTHO mpencTaBisior co6oit
3,4-nurnaponzoxunonuH-2(1H)-um;

R® B KaX/I0M ClTydae HE3aBHCHMO BBIOPAH M3 IPYIIIIB, COCTOSIIECH U3 BOopoa, C ¢alIKiIIa, HeoOs3aTeb-
HO 3amernieHHoro 1-3 rajmoreHamu wnu Ci3aJKOKCH, NR12R13, Cl_éaHKOKCI/I-ORS, u Cg jpapuia, HEO0OS3aTSIHFHO
3aMEIIEHHOTO OT OHOTO 10 YeThipex R'';

R’ B KasKIOM Cilydae HE3aBHCHMO BHIOPAH W3 IPYIIIIBI, COCTOSIICH 13 THAPOKCH, ranorena, -NHC(O)NH,,
C|_¢ankmia, HeoOs3aTenpHO 3aMemenHoro 1-3 ramoreHamu unu Cisankokcu, C; ;ajJKOKCH, HE0Os3aTEIbLHO 3a-
Merennoro 1-3 rajorenamu nin C; 3aJKOKCH;

R'® B kaxI0M Cilydae He3aBHCHMO BHIOpaH U3 Bogopona i C)alkuia, HeoOsM3aTenbHO 3aMEICHHOTO 1-3
ranorenamu win C;_3alKOKCH, WM He3aBHCHMO Ba R'’, MPHCOEIMHEHHBIX K OHOMY H TOMY K€ aTOMy, COBMe-
CTHO IPE/ICTABIISIIOT COO0M OKCO;

R" B kaxzgom ciydae mpeacTaBisieT co0oit Bogopoa, Ci.¢alKii, HeoOs3aTeIbHO 3aMeIeHHbIH 1-3 ramore-
Hamu win C;_3aIKOKCH, -C(O)Rg, -CN, u C,_4ankokcH, HeoOs3aTeIbHO 3aMEIIeHHBIH 1-3 rajoreHaMu WIH

-1-



034171

C|_4MEeTOKCH;

R'?> u R” B kaxI0M cilydyae HE3aBHCHMO MpPEACTABISIOT co00# Bomopos Mk Cialkui, HeoOA3aTeTbHO
3aMeleHHbli 1-3 rasorenamu uian C;_3aJKOKCH;

Z nipeacTaBisieT co00i KUCIOPOI; 1

N B KQXIIOM clTydae He3aBUCUMO MPEACTABISIET CO00M 1enoe urcio oT 0 10 4.

Hexotopbie BapraHTHI peau3alyi HACTOSIIET0 M300pETeHNs, PACKPHITHIE B HACTOAIIEM JOKYMEHTE, OT-
HOCSITCS K crioco0aM JiedeHus (PHOPO3HOTO COCTOSHUS, BKITFOYAIOIINM BBEACHHE TepaneBTUICCKH 3P (HEKTHBHO-
ro kommmdectBa Coenunenust Gopmyinsl (I), coenuaenusi, BEIOpaHHOTO U3 Tabu. 1, ux papMareBTHIeCKH MpUEeM-
JIEMOH COJIM WM COAEpIKaIield uX (papMareBTUIeCKON KOMITO3UIIMH HYKIAIOMIEMYCsl B 9TOM CyObeKTy. B Heko-
TOPBIX TAKUX BapUAHTAX PEANTU3AIMK HACTOSIIETO W300pETEHUs YKa3aHHBIH CrIOCO0 TOMONHUTEIHHO BKITFOUACT
UICHTU(PUKAINIO CYObEKTa KaK MMEIOIIECTO YKa3aHHOE (PUOPO3HOEC COCTOSIHHC HITH MMEIOIIEe PUCK YKa3aHHOTO
(hUOpPOTHUIECKOTO COCTOSHUSI. B HEKOTOPHIX TAaKWX BapUAHTaX pealu3alli HACTOSIIETO M300peTeHus Gpuopos-
HOE COCTOSIHUE BBIOpAHO M3 IPYIIBI, cocTosmeil n3 pudposa nerkux, puodposa koxxu, Gpudpo3a 1Mo HKeTy 10qHOH
Kenesbl, (hudpo3a meyeHu U GpuOpo3a moyek. B HEKOTOPHIX BapUaHTaX pPealM3allMy HACTOSIIETO M300peTCHHUS
(hubpo3HOE COCTOSTHUE TPEICTABISIET COOON MauomaTnIeckuilt GuOpPo3 JIerkuX. B HEKOTOPHIX BapuaHTaX peav-
3aIM HACTOSIIETO U300pETeHMS CyOBEKT, TIOMyJaIONINi JIeueHHe TAaKUM CITIOCOOOM, MPeACTaBIseT co0oi derno-
BEKa.

IMoapoOHoe onucanne MPeANOYTUTEIbHBIX BADHAHTOB peain3aluu

OrnpeneneHwsl.

Ecmm He yka3aHO WHOE, Bce TEXHUYECKHE W HayYHBIC TEPMHHBI, HCIIOJIH3yEeMbIE B HACTOSIIEM JOKYMEHTE,
UMCIOT T€ K¢ 3HAYCHHUS, KOTOPBIC OOBIYHO MOHMMACT CPCIHUI CIICIUANUCT B JAHHOW 00NacTH TeXHUKH. Bce
MIATCHTHI, 3asIBKH, OMYyOJIMKOBAHHBIC 3asBKU U JPYTHE MYOIUKAINH, CCHUTKA Ha KOTOPHIC TPUBCACHBI B HACTOS-
mIeM JOKYMEHTE, IOJIHOCTHIO BKITFOUEHBI IMOCPEICTBOM CCBUIKH, €CJIM HE YKa3aHO WHOe. B ciydae, ecnu B Ha-
CTOSIIEM JOKYMECHTE BCTPEYAETCS MHOXKECTBO OMPEICICHUN TSPMUHA, IPHOPUTET UMEIOT OTIPEICIICHUSI, TPHBE-
JICHHBIC B TaHHOM pasielic, €CJIM He YKa3aHo nHoe. [Ipy MCIOIb30BaHUM B HACTOSIIEM ONHCAHWH U MpHiIarac-
Moi (opMmyre M300peTeHHs HEONpeACNCHHbIE M ONpeACiICHHBIE (OPMBI TEPMHUHOB B E€IMHCTBEHHOM YHCIIE
BKITIOYAIOT TEPMUHBI BO MHO)KECTBEHHOM YHMCJIE, €CITM M3 KOHTEKCTA SIBHBIM 00pa3oM He ciexyeT nHoe. Eciom He
yKa3aHO WHOE, UCIOJIb3YIOT TPAAMIIMOHHBIE METONBI Macc-criekTpockormu, AIMP, BOXX, xumun Genka, 6no-
XUMUH, METOJIMKH C puMeHeHrneM pekomOuHanTHol JIHK u metoas! ¢papmakonoruu. [Ipumenenue "umu" u "u"
o3HavaeT "w/mim'", ecu He ykazaHo WHOe. KpoMme Toro, NCIoJib30BaHre TEPMHHA ""BKITIOYAIONTHI", a TaKXKe Ipy-
rux ¢GopM, Takux Kak "BKimodarotr", "BKIOYaeT" W "BKIIOYCHHBIN", HE SIBJISETCS OrpaHudIuBaroniym. Ilpu wc-
MOJIb30BAHUU B HACTOSIICM OIMUCAHUU, BHE 3aBUCUMOCTH OT TOTO, MCHOJB3YIOTCSA U OHH B TMPOMEKYTOYHOH
¢pasze wim B myHKTe QOpMYIBI M300peTeHus, TepMuHbl "comepxatr” ("comepxut") u "comepxammi" ciemxyer
UHTEPIPETHPOBATh KaK MMCIONIME OTKPBITOC 3HAYCHHE. DTO O3HAYACT, YTO JAHHBIC TCPMHUHBI CICAYET HMHTEP-
NPETHPOBAaTh CHHOHUMUYHO ¢ ()pa3zamMy "MMEIOMMH 1o MeHbIIeH Mepe" WK "BKIIFOYArONINi 0 MEeHbIeH Mepe".
[Ipu ucronp30BaHUM B KOHTEKCTE CIIOCO0a TepMUH "BKITIOYAOIIUI" 03HAYACT, YTO YKa3aHHBIA CIIOCO0 BKITFOYA-
€T, TI0 MCHBIICH Mepe, MEPEYUCICHHBIC CTAINH, HO MOXKET BKIFOYATh U JOMOJHUTEIBHBIC CTaaud. [Ipy UCTONb-
30BaHUH B KOHTEKCTE COCIUHEHUS, KOMIO3UINH WM YCTPOUCTBA TEPMHUH "coaepKamuii" o3Ha4daeT, 4To yKa-
3aHHBIC COCIMHEHHNE, KOMIIO3HIUS N YCTPOWCTBA BKJIIOYAIOT, II0 MEHBIIEH Mepe, MepeunCIeHHbBIC TPH3HAKH
WITA KOMITOHEHTHI, HO MOXKET TaKKe BKITIOUATh JOIIOTHUTEIbHBIC MPU3HAKH MIIH KOMIIOHEHTHI.

3arooBKH pazaesioB, UCIOIb3YeMbIE B HACTOAIIEM JOKYMEHTE, IPUBEICHBI HCKIIOUATEIBHO TSI OpTaHu-
3aIMOHHBIX [EJIeH, 1 X HE CIeIyeT TPAaKTOBATh KaK OIpaHMYMBAIOIINE OMUCAHHOE.

B Hacrosiiiem onucaHuy OOBIYHBIC COKPAIICHHUS, IPUMEHSICMBIC U OPTaHHYCCKIX COCITUHCHUH, Ompee-
JICHBI CJIETYIOIIUM 00pa3oM:

Ac - aneTni,

Ac,0 - yKCyCHBIN aHTUAPHL,

BOJIH. - BOJIHBIH,

Bn - Gen3ui,

Bz - 6enzomn,

BOC wmm Boc - TpeT-0yToKcHKapOOHHT,

Bu - u-byTun,

KaT. - KaTaTITHIECKOEe KOJIMYECTBO,

Cbz - kap600OeH3UITOKCH,

CDI - 1,1'-kapOOHAIIUUMHAIA30JT,

°C - remnepaTtypa B rpanycax Llenbcus,

DBU - 1,8-muazaburukino[5,4.0lyanen-7-¢H,

AX3 - 1,2-puxnopaTaH,

JAXM - METUJICHXJIOPHI,

DIEA - aquuzonponuiidTHIaMuH,

JMA - quMeTHIaneTaMuI,

JAMD - TMMETOKCHATaH,

JAM®A - N,N'-mumeTtmindopmamu
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JAMCO - numetuicynbdokcu,

DPPA - mudenundocdopunazun,

OU, % - sOHAHTHOMEPHBIN U30OBITOK,

Et - T,

EtOAc wim DA - sTHIIaneTar,

T - TpaMM(BbI),

9 - gac(bl),

HATU - 2-(1H-7-a3a6en3orpuazoin-1-un)-1,1,3,3-rerpamerunyponns rexcadpropdocdar,

HOBT - N-ruagpoxcnbeH3otpuaszodn,

iPr - m3onponm,

KXMC - xuakocTHast XxpoMaTorpagdusi-macc-CrieKTpOMETPHS,

LDA - nuuzonponuiaMu/ JIUTHS,

LiHMDS - 6uc-(TpUMETHICHIII )aMU I JTUTHUS,

MUH - MUHYTa(bI),

mCPBA - MeTa-XJ10pnepoKCcHOCH30MHAS KHCIIOTA,

MeOH - meTtanoun,

MeCN - aneToHUTpHUI,

MJT - MAJUTAITATP(BI),

MKJI - MEKPOJTATP(BI),

MTBE - metun-tpet-0yTuiaoBbIit 3¢up,

NH,4OACc - anietaT aMMOHUS,

13 - nmerponeiinslii a3¢up,

PG - 3amurHas rpynmna,

Pd/C - namnannii Ha aKTUBUPOBAHHOM YTJIE,

Pd(dppf)Cl, - 1,1'-6uc-(andpennndocduno)dpeppouennammaausa(ll) auxnopua,

Ph - dennmn,

ppt - ocaox,

PMBC - 4-MeToKCcHOEH3MITXIIOPHI,

RCM - mertare3nc ¢ 3aMbIKaHHEM LIUKJIA,

K.T. - KOMHaTHas TeMIIepaTypa,

sBuLi - Brop-bytnmmtui,

COX - cBepxkpuTnueckas (urronaHas xpoMmatorpadus,

TBAF - terpabytunamMmonus Gpropus,

TOA - TpudTUIaMUH,

TCDI 1,1'-TnokapOOHIITAMUMHUIA30JT,

TpET, t - TPETUYHBII,

TDV - rpudTopyKcycHas KHCIOTa,

ATOY - aurugpun TpuTOPYKCYCHOM KHCIIOTHI,

TI'® - rerparuapodypaH,

TCX - ToHKOCTOIHAs XpoMaTorpadus,

TMEDA - TeTpaMeTHIdTHIICHINAMUH,

TMSNCO - TpUMETHICHIMIIH30IHaHAT.

TepmuH "conbBatr" OTHOCUTCS K COCAMHEHUIO, 0OPa30BaHHOMY ITyTEM B3aMMOJCHCTBHS PACTBOPUTEIS U
COEJMHEHU, ONIMCAHHOTO B HACTOSIIEM JOKYMEHTE, UM ero coiu. Ilogxonsiye conbBaTel NPEACTaBISIOT CO-
60i1 (hapmanieBTHYECKH IPUEMIIEMbIE COBBATHI, BKIIOYast THAPATHL.

TepmuH "¢apManeBTHUYECKH NpHEMIIeMasi COJb" OTHOCHTCSl K COJISIM, KOTOPBIE COXPAaHSIOT OMOJOoTHYe-
CKy!0 3((peKTHBHOCTh M CBOICTBA B COCAMHEHWH W KOTOPHIE HE SBISIFOTCS OMOJIOTHYECKH WIIM MHBIM 00pa3oM
HE)KeNlaTeIbHBIMY ISl NCIIONIb30BaHMs B KauecTBe (papMarieBTHUECKOTO cpeacTBa. Bo MHOTMX ciydasx coeau-
HEHHS, PACKPHITHIC B HACTOAIIEM JOKYMEHTE, CIIOCOOHBI 00pa30BBIBATH KUCIBIE /MM OCHOBHBIE COIM B CHILY
HAJIMYAS aMAHO /WU KapOOKCIIBHBIX TPYII WIH TPYHI, HOA0OHBIX NM. PapMarieBTHIECKH MpHUEMIIEMBIE KH-
CIIOTHO-aJTUTHBHEIE COJI MOTYT OBITH OOpa30BaHbI C HEOPTAHWIECKUMHU KHCIOTAMH U OPraHWYECKUMH KHCIIO-
tamu. Heopranmdeckne KHCIOTHI, B3 KOTOPBIX MOTYT OBITh MOJYYEHBI COJIM, BKIIOYAIOT, HAIPHUMEp, COJISTHYIO
KHCJIOTY, OpOMICTOBOJOPOAHYIO KHCIOTY, CEPHYIO KHCIIOTY, a30THYIO KHCJIOTY, (OCHOPHYIO0 KHUCIOTY W T.IIL
OpraandecKue KUCIOTHI, U3 KOTOPBIX MOTYT OBITh HOJXYYEHBI COJIH, BKIIOYAIOT, HATIPUMED, YKCYCHYIO KHCIIOTY,
MPOMHOHOBYIO KHCJIOTY, INIMKOJIEBYI0 KHUCIOTY, MMPOBUHOIPAIHYIO KHCIOTY, IABEIEBYI0 KHUCIOTY, MaleHHO-
BYIO KHCIIOTY, MaJOHOBYIO KHCIIOTY, SIHTApPHYIO KHCIIOTY, ()yMapoByIO0 KHCIJIOTY, BUHHYIO KHCIIOTY, JIAMOHHYIO
KUCIIOTY, OCH30MHYIO KHCJIOTY, KOPHYHYIO KHCIOTY, MHHAQIBHYIO KHCIOTY, METaHCYJIb(OHOBYIO KHCIOTY,
9TaHCYNB(OHOBYIO KHCIIOTY, I-TOIXYOJICYIb()OHOBYIO KUCIIOTY, CATMIMIOBYIO KHCIOTY H T.11. PapManeBTHYEeCKH
IpUeMIIEMble OCHOBHO-a/ITUTUBHBIE COJIM MOTYT OBITh 00pa30BaHbl ¢ HEOPTaHMYECKUMH M OPTaHUYECKUMH OC-
HOBaHMsAMH. HeopraHumdeckne OCHOBAaHUS, M3 KOTOPHIX MOTYT OBITH HOJYYEHBI COJHM, BKIIIOYAIOT, HArpHUMep,
HaTpuM, KaJIUM, TUTUM, aMMOHUH, KaJIbLIMI, MarHui, *ene30, UHK, MeJb, MapraHel, aJlOMUHUA U T.II.; OCO-
OCHHO TIPEMOYTHUTEILHBIMY SBIIFOTCS aMMOHUH, KalWi, HATPHUHA, KambIIui 1 Marauii. OpraHndeckue OCHOBa-
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HUS, U3 KOTOPHIX MOTYT OBITh MOJYYCHBI COJIM, BKIFOYAIOT, HAPUMEp, IICPBUYHBIC, BTOPHYHBIC U TPETHYHBIC
aAMUHBI, 3aMCIICHHBIC aMUHBI, BKIFOYAsl CYIICCTBYIOIINE B MPUPOJIC 3aMCIICHHBIC AMHUHBI, INKJIMYCCKUEC aMUHBI,
OCHOBHBIE HOHOOOMEHHBIE CMOJIBI M T.II., B YaCTHOCTH, TaKWe KaK W30NPONHIAMHH, TPHUMETHIAMHUH,
IUATIIIAMUH, TPUATIIIAMHUH, TPUIIPOITIIIAMUH M 3TaHOJaMHH. MHOTHE Takne COJIM M3BECTHBHI B JAHHOHW 00JacTH
TEXHHKH, KaKk omucano B 3asBke WO 87/05297, Johnston et al., omyomukoBanHoit 11 centsops 1987 r. (momHO-
CTBIO BKIIIOYCHHOI B HACTOSIIEE OMICAHUE ITIOCPEICTBOM CCBUIKH).

B nmacrosmem ommcanuu ob6o3Hadenue "C,-Cy" mmm "C,-Cp", rme "a" u "b" mpexactaBusioT coOol 1enbie
YHcIa, OTHOCHUTCS K YMCITy aTOMOB YTJIepo/ia B YKa3aHHOU TpyIe. DTO 03HAYALT, 9TO TPYIIIA MOXKET COAePKATh
or "a" mo "b" BKIIOUMTENFHO aTOMOB yriepona. Takum o6Opasom, Hampumep, "C;-Cy-ankunbHas" wiH
"C).4ankunbpHag" rpymnmna OTHOCUTCS KO BCEM aJKWIBHBIM IPYIIaM, COAEpKamuM oT 1 1o 4 aToMoB yriaepona,
KOTOpEIC mpeacTapisitoT coboit CH;3-, CH;CH,, CH3;CH,CH,-, (CH3),CH-, CH3;CH,CH,CH,-, CH;CH,CH(CHj;)-
u (CH3)3C-.

Tepmun "ranoren” wiam "rano" Mpy MUCMOIB30BaHUH B HACTOAIIEM ONHMCAaHWU O3HAJaeT JIo0oi n3 Hepauo-
AKTUBHBIX aTOMOB 7-ro ctoyibna [lepromudeckoil CHCTEMBI DIIEMEHTOB, HApuUMep GTop, XJI0p, OPOM HIH HOJ,
MPUYEM IPEATIOUYTUTEIHHBIME SABIISIOTCS (hTOP H XIIOP.

[Ipu KCIIONIE30BaHUM B HACTOSIIEM OMUCAHUH QKW' OTHOCHTCS K MPSMOW WJIM Pa3BETBICHHOW YTIIEBO-
JIOPOJTHOM IIeTIH, KOTOPasi COACPIKUT MOJHOCTHIO HACHIICHHYIO (T.e. 6€3 MBOWHBIX MM TPOWHBIX CBS3EH) yrie-
BOZOPOTHYIO TPYIITy. AJIKWJIBHAS TPyIa MOXKET coaepkarb oT 1 mo 20 aromoB yriepoja (B ciydasx, Korma
YUCJIOBOM IHAIa30H BCTPEUASTCS] B HACTOSAIIEM JOKYMEHTE, TAKOW YUCIIOBOM auamnasoH, kak "ot 1 mo 20", oTHO-
CUTCS K KOKIOMY IIEJIOMY YHCIY B 3aJIaHHOM JUamna3oHe; Hanpumep, "ot 1 mo 20 atoMoB yriiepona" o3HavaeT,
YTO aJKWIbHAsI TPYIIAa MOKET COCTOSATh U3 | aTroma yriepona, 2 aToMOB yriiepoja, 3 aTOMOB yriiepoja U T.J. 10
1 BKIrO4as 20 aTOMOB yTiepo/ia, XOTs TaHHOE ONpECTICHUE TAKKE OXBATHIBACT CIydal TepMUHA "aJIKu'", KOT/1a
YHUCIIOBOHM MUAma3oH HE yKa3aH). AJKWIbHAS TPYIIa TaKKe MOXET MPEJCTaBIATh COOOW KU CO CPETHHM
pa3MepoM IenH, coaepkamuil ot 1 10 9 aToMoB yriepona. AJNKHIbHAS TPYIIA TaKKE MOXKET MPEICTABIATH
co0oit Hu3mmit ankui, conepxkamuii or 1 10 4 aroMoB yriepoaa. AnkuibHas rpynna CoequHEeHHH MOXXET OBITh
ykazana kak "C;-Cy-ankwi" unu monoOHbM o6pazoM. VckmounTenbHo B kadecTBe mpumepa "C-Cy-amkun" 03-
HA4YaeT, YTO B aJKWIFHON HETH COAEPIKUTCS OT OJHOTO J0 YeThIpEX aTOMOB YIJIEPOAa, T.€. aIKHIbHAS IIEIb BbI-
OpaHa W3 MeTWJa, dTHIA, NIPOIMIIA, W30NPOIIa, H-0yTHia, n300yThiIa, BTOp-OyTmiia u T-OyTmia. TurnaHbie
ANKWIHHBIE TPYIIBI BKIIOYAIOT, HO HUKAKUM 00pa3oM He OrpaHHYUBAIOTCS UMHU, METHII, STHII, IIPOITHII, H30TIPO-
uIT, Oy THII, U300YTHII, TPETUUHBIA OYTHII, IEHTHII, TEKCHII U T.I1.

[Tpu ucmons30BaHNY B HACTOSIIEM OMUCaHUM "amkokcu" oTHOcUTCS K dopmyie -OR rae R mpexacrapnser
co0O¥ ayKwWII, OIpEICICHHBIN BBINIE, TaKo# Kak "Cj.oaIKOKCH'", BKJIFOYAs, HO HE OTPAaHHMYUBAsICH UMH, METOKCH,
9TOKCH, H-TIPOIIOKCH, |-METHIIITOKCH (M30IPOIIOKCH), H-OyTOKCH, N300yTOKCH, BTOP-OyTOKCH M TpeT-O0yTOKCH U
T.IL.

[pu uconbp30BaHUM B HACTOSIIEM OMHCAHUH "aKWITHO" OTHOCUTCS K hopmyne -SR, rae R mpencrasnser
co0OM aNKuiI, ONMpeaeIICHHBIN BhImIe, Takoi Kak "Cj.oalKuITHO" ¥ T.I., BKIIOYAs, HO HE OIPaHHYUBASICH FMHU,
METHIMEPKANTO, JTWIMEPKANTO, H-MPONIIMEPKANTO, |-METHIITWIMEPKANTO (M30MPONMHIMEPKANTO), H-
OyTHIIMEpKAITO, H300yTUIIMEPKAITO, BTOP-OYTHIIMEPKAITO, TPET-Oy THIMEPKAIITO H T.II.

[Ipu KUCIIOIE30BaHUM B HACTOSIIEM OMUCAHUH "aJIKeHU' OTHOCHUTCS K MPSIMOW WIJIM Pa3BETBICHHOW yTIie-
BOJOPOTHOM IIETIH, CONIEpIKaIeil OHY WIIH OoJiee JBOWHBIX CBSI3eH. AJTKEHWIbHAS TPYIINA MOXKET COACPKaTh OT
2 1o 20 aToMOB yriepona, XOTsS JaHHOE OIpeIelieHHe TaKKe OXBAThIBACT Clydyad TEpPMHHA "almKkeHwn", Korma
YHCIIOBOH AMAama3oH He yKa3aH. AJKEHWIbHAS TPYIIa TaKkKe MOXKET MPEICTaBITh COO0I alKEeHWII CO CPEeTHUM
pa3MepoM LienH, CoAepKaIImiA OT 2 10 9 aTOMOB yriiepoaa. AJKEHUIIbHAS TPYIINa TaKKe MOXKET MPEICTaBIATh
co0oit HM3MmNi ajJKeHn, coaepKamuii ot 2 10 4 aTOMOB yriepoia. ANKEHUIbHAs TPYIIa MOXET ObITh yKa3aHa
kak "C,4ankeHmn" WM MoJ0O0HBEIM oOpa3oM. MckimrounTtenbHO B KadecTBe mpumepa "C, jamkeHmn" 03HAYaeT,
YTO B aJIKCHIJILHOW LIEMTH COJCPKHUTCS OT JABYX JIO YETHIPEX aTOMOB yIIIEPOAa, T.C. alIKCHIIbHAS IICMb BRIOpaHa
U3 TPYNIIBI, COCTOSIIEH M3 3TEHWJA, NPOIEH-1-1a, mponeH-2-uia, nporeH-3-mia, 0yTeH-1-una, OyTeH-2-nia,
Oyren-3-mia, Oyren-4-una, 1-Metunnpornes-1-una, 2-MeTunnpornes-1-una, 1-3TuiTeH-1-nna, 2-MeTHINPOIEH-
3-una, O0yra-1,3-quennna, Oyra-1,2-quenmna u Oyra-1,2-guen-4-una. TUNHYHBIE aKEHUJIBHBIC TPYIITHI BKITIO-
YaroT, HO HE OTPAaHWYHMBAIOTCS IMH, TEHIUI, IPONICHUI, OYTEHIJI, TIEHTSHWI, TeKCEHWT U T.I1.

[Ipu ncmoNb30BaHNY B HACTOSIIIEM OIMMCAHUH "aIKUHII' OTHOCHUTCS K MPSMOM WM Pa3BETBICHHOW yTJie-
BOJOPOTHOM IIETIH, CONEpIKaIleii OHy WK OoJiee TPOMHBIX CBsA3eH. AJKUHWIIbHAS TPYIINA MOXKET COAEePKaTh OT
2 mo 20 aToMOB yTJIepoja, XOTs HACTOSIIee ONMUCAHKME TAaKKe OXBATHIBAET CIIy9aW TepMUHA "amkuHWI'", Kornma
YHCIIOBOH IHama30H He yKa3aH. AJKHHWIbHAS TPYIIIIa MOKET TaKKe MPEACTaBIATh cOOO0M aJKUHMII CO CPEIHIM
pa3MepoM LenH, CoAepKamuid oT 2 10 9 aToMOB yriepoa. AJKHHWIBHAS TPYIITa MOXET TaKKe MPEICTABISATH
c000#1 HM3IINH AJTKUHWI, COJEPKAIIUi OT 2 10 4 aTOMOB yriiepo/a. AJNKHHIIbHAS TPYIIa MOXET OBITH TaKKe
ykazaHa kak "C,4ankuHWIT" WK MoJo0HBIM 00pa3oM. VICKIIOUMTENFHO B KadyecTBe mpumepa, "C,  amkuHmn"
03HAYACT, YTO B aJJKUHHUIHHOH IIETIA COIACPIKUTCS OT IBYX JO YETHIPEX aTOMOB YIIIEPOAa, T.C. AIKUHWIbHAS IICTTh
BBIOpaHa W3 TPYIIIEL, COCTOSIICH W3 STUHMIIA, IPOIHH- | -1Iia, MPOMuH-2-mia, OyTHH- 1 -una, OyTuH-3-1na, Oy THH-
4-vna u 2-0ytuHmia. TUNAYHBIC aTKHHWIBHBIC TPYIIIBI BKIIOYAIOT, HO HUKAKUM 00pa30M HE OrpaHHYUBAIOTCS
MMM, STHHWI, TIPOTINHII, Oy THHWII, TIEHTHHWI, TeKCHHWI U T.I1.
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[Ipu ucnonp30BaHMK B HACTOSILIEM OIMUCAHUM "TETEPOAJKUI" OTHOCHUTCS K MPSMOM MM pa3BETBICHHON
YIJICBOIOPOIHON IIETH, COACPIKAIICH B OCHOBHOM IIEMTU OJUH U OOJIee TeTEPOaTOMOB, T.€. SJIEMEHTOB, OTIHY-
HBIX OT yTJIepojia, BKIIOYas, HO HE OTpPaHMYMBAsICh MMM, a30T, KUCIOPOI U cepy. | eTepoankunpHas rpymma Mo-
JKeT coepkaTh oT 1 10 20 aTOMOB yTiiepoia, XOTS HACTOAIIee H300PETeHNE TaKKe 0XBATHIBACT CIlydal TEPMH-
Ha "reTepoasikii”, KOT/1a YUCIIOBOW MUana30oH He yKaszaH. [ eTepoanKkuibHast TPyIa MOXKET TaKKe MPEeACTaBIATh
cO0OM TeTepOoaKUII CO CPEIHIM Pa3MEpPOM IIeIH, coaepKamuii oT 1 1o 9 atomoB yriepoaa. ['erepoankuibpHas
TpyIIa MOXKET TakKe MPEACTaBIATh COOON HU3MIMN TeTepOATKHI, Colepkaniuii ot 1 10 4 aToMOB yrieposa.
TeTepoankuipHas Tpymma MOXKeT ObITh ykazaHa kak "Cjsrerepoankmn” wim momoOHbIM obOpasom. I'erepoarn-
KWJIbHAS TPYIIIa MOXKET COJICPKaTh OJUH WM OoJee reTepoaroMoB. VICKITFOUnTEenhHO B KauecTBe mpumepa "Cy.
4TETEPOANTKII" 03HAYAET, YTO B IETCPOATKIILHON [ETH CONEPKUTCS OT OHOTO JI0 YETHIPEX aTOMOB yriiepoja u
JIOTIOJTHUTEIBHO OIMH WK 00Jiee TeTepOaTOMOB B OCHOBHOM IIETIH YKa3aHHOM IICTIH.

[Ipu MCHONBP30BaHUM B HACTOSIIEM OMHCAHWUHM "aNKWICH" O3HA4YaeT MOJHOCTHIO HACHINICHHYIO JHPaIU-
KaJbHYIO0 XHMUAYECKYIO TPYIITY C Pa3BETBICHHON TN MPSIMOH IIETBI0, COMEPIKAIIYIO TOJIBKO aTOMBI YIIIepoia U
BOJIOPOJIa, KOTOPAst TIPUCOCANHEHA K OCTAbHON MOJICKYJIC MOCPEACTBOM JBYX Todek mpuCoenuHeHus (T.e. ai-
KaHIUW). AJKWICHOBAS TPYIIITa MOXKET coaepkath oT 1 10 20 aToMOB yriiepojia, XOTsI HACTOSIIIee N300peTeHne
TaKk)Ke OXBaTBIBAET CIydaW TEPMHUHA "amkuieH", KOrja YHCIOBOW Muamna3oH He yKazaH. AJKHIICHOBAasl TPYIIIa
MOJKET TaKXKe TPEAICTaBIATE COOOH aNKHMICH CO CPEAHUM PasMepOM LIEIH, cofepxKanuii ot 1 10 9 aToMoB yrie-
pona. ATKWJICHOBas TPYIIa MOXKET TaK)Ke MPEACTABIATh COOON HM3IINN alKHWIIeH, colepkantuii ot 1 1o 4 arto-
MOB yTiiepoja. AJIKWIICHOBas rpymmna MoKeT ObITh ykazaHa kak "CjjankuieH" wiu momoOHbIM oOpaszom. Hc-
KITIOYUTENILHO B KadecTBe npuMepa "C4ankmieH" 03Ha4aeT, 9YTO B AIKMICHOBOH IIETIH COAEPIKUTCS OT OJHOTO
JI0O 4YeThIpeX aTOMOB yriepoja, T.C. AJKHICHOBAas IIeMb BBIOpaHA W3 TPYIIEI, COCTOSINCH W3 METHUIICHA,
STHICHA, 3TaH-1,l-muuna, mnpomuieHa, npomaH-1,l-gumna, npomaH-2,2-muwina, |-METHIATHICH, OYTHICH,
Oyran-1,1-qumna, OyraH-2,2-muuna, 2-MeTwinpomnas-1,1-quuma, 1-MeTWImponmuicHa, 2-MeTHINPOIHIICHA,
1,1-mumernmaTiiieHa, 1,2-muMeTHIIdTUIICHA U 1 -3TUIIATHIICHA.

[pu “CTOIB30BAHUY B HACTOSIIIIEM OMUCAHUY "aJKCHHUICH" O3HAYaeT XUMUYECKYIO JUPAIUKAIBHYIO TPYII-
My ¢ MPSIMOI WM pa3BETBICHHON IEMBIO, COACPKAIIYIO TOJIBKO aTOMBI YIJIepoJa M BOIAOPOAA W MO MEHBIIEH
Mepe OJHY ABOMHYIO CBS3b YIVIEPOA-YTIEPOH, KOTOpas MPHUCOEOMHEHA K OCTaJbHONW MOJEKYJe MOCPEICTBOM
JIBYX TOYEK MPHUCOCIMHECHUA. AJKCHHJICHOBAs TPYIa MOXKET cofepkath oT 2 g0 20 aToMOB yriepona, XOTs
HaCTOsIIEee N300peTEeHNE Tak)Ke OXBAThHIBAST CITydad TEPMHUHA "allKeHWJICH", KOT/Ia YACIOBOW TMana3oH HE yKa-
3aH. AJIKEHWJICHOBAs TPYIIAa MOXET TakXe MPEACTAaBIATh cOO0H aJKeHIICH CO CPEIHUM pa3MEepoM IEIH, CO-
JIepKanmii oT 2 10 9 aTOMOB yriepojaa. AJTKEHUICHOBas TpyIa MOXKET TakKe MPEICTaBIITh COOOW HHU3IIAN
ANKCHWICH, COJepXamuii oT 2 m0 4 aroMoB yriepoia. AJKCHIICHOBas IPyIIa MOXET OBITh yKa3aHa Kak
"C,.4ankeHwIeH" WM momoOHBIM oOpa3oM. MckmrounTensHO B KadecTBe mpumepa "C,  akeHWIeH" O3Havaer,
YTO B QJIKCHWJICHOBOH IIETH COJCPKUTCS OT ABYX JO YCTHIPEX aTOMOB YIJICPOJa, T.C. alIKEHUIICHOBAS IICIh BEI-
OpaHa W3 TPYIIBI, COCTOAMICH U3 dTCHHUJICHA, dTEH-1,1-1unia, mponuieHa, nponeH-1,1-qumna, npon-2-eH-1,1-
mumna, |-MeTHn-3TeHwlIeH, OyT-1-cHuneHna, Oyr-2-cHumieHa, Oyt-1,3-aueHwieHa, OyreH-1,l-gumina, Oyt-1,3-
mueH-1,1-nuuna, Oyr-2-eH-1,1-numna, Oyrt-3-en-1,1-mumna, 1-mertwnmpon-2-eH-1,1-aunna, 2-MeTHINpON-2-¢H-
1,1-nunna, 1-3THUI-3TEHHUIIEHA, 1,2-1MMEeTHIDTEHUIIEHA, I-MeTuTIIpONIHIICHA, 2-METHITPOTIHIICHA,
3-MeTHImponIeHa, 2-MeTHITponieH- 1, 1 -qumna u 2,2-mumeTiimTeH- 1, 1 -quuna.

TepmuH "apoMaTHYECKHH" OTHOCHUTCS K KOJBILY WM CHCTEME KOJIeIl, COAEPKAIIUM COMPSHKEHHYIO ITH-
3JICKTPOHHYIO CHCTEMY, M BKJIIOYAET KakK KapOOIMKINIECKOe apoMaThdeckue (Harmpumep, HEeHu), Tak U reTe-
POLMKIMYECKOE apOMaTHIECKHE TPy (HapuMep, MTUPUANH). JJaHHBIN TEPMIH BKII0OYaeT MOHOITUKINICCKHE
TPYIIEI WIH TONMAIUKIHISCKUE TPYIIbI ¢ KOHACHCUPOBAHHBIMH KOJBIAMU (T.€. KOJbIIA, KOTOPBIE HMEIOT 00-
IIME COCETHUC MAPEI ATOMOB) MPH YCIOBHH, YTO BCS CUCTEMa KOJICI] SBISCTCS apOMaTHICCKOI.

[Ipu ucronp30BaHUU B HACTOSIIEM OMHUCAHUH "april" OTHOCHTCS K apOMATHYCCKOMY KOJBILY MM CHCTEME
KoJtel] (T.e. IBYM WK O0Jiee KOHJICHCUPOBAHHBIM KOJIbIIAM, B KOTOPBIX JIBA COCEIHUX aTOMa YIIICPO/ia SBISIOTCS
OOIIMMH), COEPKAIIUM TOJIBKO aTOMBI YTIIepojJa B OCHOBHOW Iiemu KoJiblla. Eciim apun mpeacraBiser coOon
CUCTEMY KOJICIl, KaKJ0€ KOJIBIIO B CHCTEME SIBIIICTCS apOMATUYCCKAM. ApWIIbHAS TPYIIIa MOXET COACPKATh OT
6 mo 18 aToMoB yriieposia, XOTs HACTOSIIEe N300pEeTEHHE TAKKe OXBATHIBACT CIIy4aW TepMHUHA "apmia', Korma
YHCIIOBOHM IMama3oH He yKa3aH. B HEKOTOPHIX BapuaHTax peajM3aldd HACTOSIIEr0 HW300pETeHUs apuibHas
rpynma conepxut oT 6 mo 10 atomMoB yriepoaa. ApuibHas Tpymma MoXeT ObITh ykazaHa kak "Cg.jpapwi',
"Ce¢- mmn Cp-apun" wim monoOHbIM o0pa3oM. [IpuMephl apiiIbHBIX TPYI BKIIOYAOT, HO HE OTPaHUIUBAIOTCS
MU, QeHII, HAaQ T, a3yJeHWIT U aHTPAIICHHUI.

[Ipu ucmoyb30BaHUM B HACTOAIIEM onucaHuu "apuiokcu" U "apuntuo" otHocutcs k RO- u RS-, B koTo-
prix R mpexacraBisier coboit apui, onpeaeneH bl Boie, Takoi Kak "Cg.jpapuitoken” mwin "CgjpapuiTio" u T.11.,
BKITIOYAs, HO HE OTPAHUYHBASCh UMH, ()CHIIIOKCH.

"Apanknn" win "apuiankui' NpeacTaBisieT co00H apHIbHYIO TPYIILY, IPUCOSANHEHHYIO B KauyecTBe 3a-
MECTHTEIIS Yepe3 alIKWICHOBYIO TPYIITY, TaKyto Kak "C;j4apaikun’ | T.IL., BKIIFOYas, HO HE OTPaHUYMBASCh MU,
ocH3mwn, 2-QeHWTII, 3-QSHWINPOMIUT U HaQTUIANKII. B HEKOTOPBIX CIyYasx ajJKWICHOBAs TPYIIa Tpei-
CTaBISACT COOOM HU3NIYIO AKWICHOBYIO Tpymmy (T.¢. Ci_4aIKHJICHOBYIO TPYIIITY).

[Tpu ucnonb30BaHWK B HACTOAIIEM ONHMCAHHUU ''TeTepoapri’” OTHOCHUTCS K apOMaTHIYECKOMY KOJBITY WA
cucreMe Kouerl (T.e. IByM Wi Ooiiee KOHICHCHPOBAHHBIM KOJbIIaM, B KOTOPBIX JBa COCEIHUX aTOMa yriepona
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SIBJISIIOTCS OOLIMMU), KOTOPBIE COJiep KaT B OCHOBHOM LIETIH KOJIbIIa OJIMH WIN 00Jiee TeTepOaTOMOB, T.€. dJIEMEH-
TOB, OTJIMYHBIX OT YIJICPOJa, BKIIFOYAs, HO HE OTPAaHUYUBASCH MMM, a30T, KUCIOpoa u cepy. Ecnu rerepoapun
MPEACTaBISIET cO00M CHCTEMy KOJel, KaKAoe KOJBIIO B CHCTEME SIBIICTCS apoMaTHYeCKHM. | erepoapribHas
TPYIIa MOXKET COMepkKaTh 5-18 dIeHOB B KOJbIE (T.€. YKa3aHO YHCIIO aTOMOB, COCTABIIIOIINX OCHOBHYIO IICTIh
KOJIbITa, BKIFOYAss aTOMBI YTJIEpoa M TeTepOaTOMBI), XOTs HACTOsIIee H300pETeHNE TaK)Ke OXBATHIBACT CIIydan
TepMHUHA "TeTepoapri’, KOra YicIOBON TUana30H He yKa3aH. B HEKOTOPBIX BapHaHTaX peajn3allii HacTOsIIe-
T0 M300pEeTEeHNs TeTepoapuiIbHAs TPYIIIA COACPKUT OT 5 10 10 YICHOB B KOJIBLE WIX OT 5 10 7 WICHOB B KOJIb-
ne. ['erepoapwibHass TpyIma MOXeT OBITh yKazaHa Kak "S5-7-uneHHbI Terepoapwn”, "5-10-uneHHBIN
rerepoapwi’ Wi mogoOHsIM 00pa3om. [IpuMepsl TeTepoapuiIbHOIO KOJIbIIa BKIIIOYAIOT, HO HE OTPaHHYUBAIOTCS
umH, GypuIl, THSHWI, (TaNa3UHWI, IUPPOITHII, OKCA30JIWII, THA30JIWI, UMHUIA30JIHII, TUPA30IIHI, U30KCA30JUTUII,
W30THA30IIWII, TPUA30JIWI, THAAWA3OIWI, TUPUAWHWI, MUPUIA3UHII, MHPUMUIWHWI, MHPA3HHWI, TPUA3UHWUI,
XUHOJIMHWII, H30XHHOJIUHII, OCH3UMHIA30IIII, OCH30KCa30JIMI, OCH30THA30IMI, UHIOIWI, H30UHIOIWI U OcH-
30THEHHIL.

"T'eTepoapankmi” K "reTepoapuiIaIKiiI’ MPeICTaBIseT COO00H reTepoapiiIbHyI0 TPYIILY, IPHCOEIHHEH-
HYIO B Ka4eCTBE 3aMECTHTEIIS Yepe3 aJIKWICHOBYIO rpymiry. [I[puMeps! BKIIIOYAIOT, HO HE OTPaHMYMBAIOTCS MM,
2-THEHWIMETWI, 3-THeHUIMETI, (PypHUIMETIII, THSHUIITII, TAPPOIIANKII, THPUIMIAIKIII, H30KCA30IIIIIa-
KAJ ¥ UMHIA30JIIUIANIKIIT. B HEKOTOPHIX CiTydasx ajKHJICHOBAas TPYIIa MPEICTaBISeT COO0M HU3IIYIO allKuje-
HOBYIO rpymmy (T.e. C;_4aKHUICHOBYIO TPYIIITY).

[Ipu MCTONB30BaHUU B HACTOSIIEM OMHUCAHWH "KapOONMKIMI"' O3HAYaeT HeapoOMaTHUECKOE ITUKINIECKOe
KOJIBIIO WJIM CHCTEMY KOJIeIl, COEPKaIlyl0 TOJFKO aTOMBI yIiIepofa B OCHOBHOW IlemH cHCTeMbl Kojer. Ecmm
KapOOIMKIIIII IPEACTaBIsIET COOOM CUCTEMY KOJICII, IBa WIIA 00Jiee KOJIbIIa MOTYT OBITh OOBEIMHEHBI KOHICHCH-
POBaHHBIM 00Pa30M, C MOCTUKAMH WJIM UMETh CIIUPOCOCTUHCHNE. KapOOUKIIHITEI MOTYT UMETh JTFOOYIO CTEIICHb
HACHIIICHUS TPU YCIOBHU, YTO 110 MEHBIICH Mepe OTHO KOJBIIO B CUCTEME KOJICI[ HE SBJISICTCS apOMATHICCKHM.
Takum 00pa3zoM, KapOOIMKIWIEI BKIOYAOT IHKIOATKUIIBI, MUKIOAIKCHWIE U IUKIOATKUHIIBL. KapOomuk-
JUITBHAS TPYIIIa MOXKET COAEPIKATh OT 3 10 20 aTOMOB yrIiepoa, XOTsI HACTOSIIECEe N300PETCHUE TaK:KE OXBATHI-
BaeT CiIydau TepMHuHa "KapOOomMKIMi", KOT/Ia YUCIOBOW THUana3oH He yka3zaH. KapOouKkimibHas rpyIina MOKET
TaKKe MPEACTABISATH COOOH KapOOIMKIMII CO CPEIHUM Pa3MeEpOM IIeTH, coaepxkamuii ot 3 1o 10 atomoB yrie-
pona. KapOomukimmipHas Tpymmma MOXKET TaKKe MPEICTaBIATh COO0H KapOOIMKIWI, coAaepKammid oT 3 10 6
aToMoB yriiepoaa. KapOomukimiapHas Tpymma MoKeT ObITh ykazaHa Kak "C; gkapOomuKiama" Wi MOJXO0OHBIM
obpazom. [IpumMeps! KapOOIMKIMIBHOTO KOJIbIIa BKIIOYAIOT, HO HE OTPAHMYMBAIOTCS MU, IUKIIOMPOIIII, THK-
TOOYTHIT, UKIIOTICHTHI, ITUKIIOTEKCHII, ITUKIOTEKCEHM, 2,3-TUTHAPOUHEH, ONIUKIO[2,2.2|OKTaH!U I, aJaMaH-
TUI U cnupo[4,4 | HOHaAHUIL.

"(KapOouumknum)ankun" TpencTaBiser co00i KapOOUMKIMIBHYIO TPYIITYy, IPUCOESANHEHHYIO B KauecTBE
3aMECTHUTENS Yepe3 aTKHUICHOBYIO TPYIITY, Takyto Kak "Cy.qo(KapOOIMKIMIT)ankui" U T.11., BKJIFOYAs, HO HE orpa-
HUYUBASICh MMU, HUKIOMPOMMIMETHI, UKIOOYTIIMETHI, TUKIONPOIHIITI, THKIONPOMMIOYTHII, ITHUKIO0Y-
THWISTHI, IUKIONPONMIA30TPONII, TUKIONCHTHIMETII, TUKIONCHTIIITIII, [IUKIOTCKCUIMETHII, [IUKIIOTCKCH-
JOTWI, UKJIOTENTIIMETHI, U T.I. B HEKOTOPBIX CiIydasx alKWJICHOBAs TPYIIa MPECTAaBIsIeT co0O0i HUBIIYIO
ANKWJICHOBYIO TPYITY.

[Ipu uCNONB30BaHWUK B HACTOSIIEM ONMMCAHUW "TUKIOATKWI" O3HAYaeT MOJHOCTHIO HACHIIICHHOE KapOo-
MUKITAIBHOE KOJIBIIO WITM CHUCTEMY Kouienl. IIpuMepsl BKIIOYAIOT HUKIOMPONHI, IUKIOOYTHI, IHUKIOMEHTHI U
ITUKJIOTEKCHIL.

[Ipu ucmoap30BaHUM B HACTOSIIEM ONMCAHUH "IHUKIOATKCHUI" O3HAYaeT KapOOIMKIMILHOE KOJBIO HITH
CHCTEMY KOJIell, coJiep Kalllie M0 MEHBIICH Mepe OJHY ABOIHYIO CBSI3b, T1€ HH OJHO KOJBIIO B CHCTEME KOJIEIl
HE SBIISICTCS apOMaTHIeCKUM. [IpuMepoM SBISIETCS IIUKIOTCKCCHII.

[Ipu ucnoNb30BaHNK B HACTOSIIEM OIHCAHUH "TETEPOLUKIII" O3HAYaeT HEapOMATHICCKOE IIMKITUICCKOEC
KOJIBIIO MJIM CHCTEMY KOJICI], COJeprKalllie M0 MEHBIIEH Mepe OJMH TeTepoaToM B OCHOBHOH LenH KoJiblia. 'ere-
POLMKITHIIBI MOTYT OBITh OOBETUHEHBI KOHACHCHPOBAHHBIM 00Pa30M, ¢ MOCTHKAMH WJIH UMETh CIIHPOCOCIIHE-
HUe. ['eTepOIUKIIIBI MOTYT UMETh JIFOOYIO CTEIICHh HACHINICHHUS NPU YCIOBHH, YTO MO MCHBIICH Mepe OJHO
KOJIBIIO B CHCTEME KOJIEI[ HE SBISAETCS apoMaTHdecKuM. I eTepoaToM(bl) MOXKET(TYT) MPUCYTCTBOBAThH JIMOO B
HEapoOMaTHYECKOM, JTHOO B apOMaTHYECKOM KOJBIE B KOJBIICBOM cucTeMe. [ eTeporMiInibHas TPyIa MOXKeT
comepxath oT 3 10 20 WIeHOB B KOJbIlE (T.€. yKa3aHO YHCIO aTOMOB, COCTaBJISIONIMX OCHOBHYIO IEMb KOJIBIIA,
BKITIOYAast aTOMEBI yTIIEpOAa M TeTepOaTOMBI), XOTS HacTosIee H300pEeTCHIE Tak)Ke OXBATHIBACT CIydaW TEPMHUHA
"reTeporKIII", KOT/Ia YUCIOBOM JUANa30H He yKa3aH. | eTepolKIMIbHAS TPYIIa MOXET TaKKe MPEICTaBIATh
c000¥ TeTepOLUKIIMII CO CPEIHUM Pa3MepOM IIenH, coaepkamuii oT 3 1o 10 wWieHOB B KOJbIlE. [ eTepOIuKIIIIb-
Hasl TPYIIa TAKKE MOXKET MPEACTABIATh COO0M reTepOUKIIII, COACpPKAIIMA OT 3 10 6 WICHOB B KoJbIle. [eTe-
POLMKIIMIIBHASL TPYIIIa MOXET OBITh yKazaHa Kak "3-O-wIEHHBIH reTeponMKInI" WM MOJOOHEIM oOpasom. B
MPEIIOYTUTCITFHBIX O-YICHHBIX MOHOUIUKIMYCCKUX TETCPOLMKIIIAX TeTepoaTroM(bl) BHIOpaH(BI) M3 OIHOTO-
tpex u3 O, N win S, ¥ B IPEAMOYTUTEIBHBIX S-UICHHBIX MOHOIMKIMYECKUX TeTePOLUKIIIAX TeTepoaToM(bl)
BBIOpaH(bl) U3 OJHOTO WIH JBYX reTepoaToMoB, BeIOpaHHEIX w3 O, N i S. [Ipumeps! reTeponuKImIbHBIX KO-
JIell BKJIFOYAIOT, HO HE OTPAaHWYMBAIOTCS MU, a3CITUHII, aKPUIAMHWII, KapOa30JIui, IIMHHOIUHIII, JHOKCOIaHUI,
UMHIA30JIMHIII, WMHIA30IUANHII, MOP(OIMHAUI, OKCHPAHWJ, OKCalmaHWi, THEMAaHWI, UICPUINHILI,
MHUIEPa3sHHUI, TUOKCOUTIICPA3UHIII, TUPPOIUIUHIII, TUPPOIUIOHNII, THPPOITUIAOHNIT, 4-TIUIIEPUIOHII, THPa-
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30JIMHII, TUpazoauaunui, 1,3-auokcunun, 1,3-muokcanun, 1,4-nmuoxcunui, 1,4-nmuoxcanumin, 1,3-okcatnaHun,
1,4-0KCaTUMHMUIL, 1,4-oxcatranmn, 2H-1,2-okxca3unu, TPUOKCAHUI, rekcaruapo-1,3,5-Tpua3suHu,
1,3-nrokconun, 1,3-nuokconanni, 1,3-gutnonui, 1,3-IUTHONaHK, N30KCA30IMHIII, H30KCA30JIMAMHII, OKCa30-
JUHWI, OKCA30JIUANHIII, OKCA30JUANHOHWII, THA30JIUHWII, THA30UIUHWI, |,3-0KcaTHOJIaHWI, WHIAOIUHIII, U30-
WHIOJWHII, TETPparuapopypaHI, TETParuaponupanui, TeTPAruIpOTHOPEHIII, TETPATHAPOTHOTUPAHUII, TETPa-
ruapo-1,4-THasuHWI, THAMOPGOIMHWII, AUTHAPOOeH30(DypaHmI, OCH3NMHUIA30THINHIIT U TETPATUAPOXUHOIUH.

"(T'eTeponMKIMIIA)ATKII" TIPEICTABISIET COO0H TeTePOIMKIMIBHYIO TPYIITY, IPUCOSINHEHHYIO B KAUeCTBE
3aMECTHTENS Yepe3 AKIICHOBYIO Tpyniy. [IpuMepsl BKIIIOYAIOT, HO HE OTPaHUIMBAIOTCS UMH, IMHIA30JTHHUTI-
METHIT U UHIOTHHUIITHIL.

[Ipu ucnone3oBanuu B HactosmeM onucanun "anmi" otHocutes k -C(=O)R, roe R mpencraBnser coboi
Bonopon, Cjankmn, C,gsankenun, Cpgankuami, C;sxapoorwknmt, Cejoapui, S5-10-uieHHBIA TeTepoapwit U

-10-4seHHBIH TeTEePOIMKIINII, OMPEICIICHHBIC B HACTOSAIIEM JOKyMeHTe. HeorpaHMInBaronme npuMephl BKITIO-
5-10 , H
4aroT (YOPMUII, allETHII, IPOTIAHOWII, OSH30MII K aKPILI.

I'pynma "O-kap6okcu" otHocutcs k rpynme "-OC(=0)R", B koropoii R BeiOpan u3 Bogopoaa, C, sankuia,
C,.gankenmna, C,gsankuamia, Cs,kapooruknmia, Cg.papuia, 5-10-unerHoro rerepoapwia u 5-10-wieHHOTO
TETEPOIMKIIHIIA, ONIPEICTICHHBIX B HACTOSIIEM JOKYMEHTE.

TITI -K kcu" oTHOCUTCS K Tpynme "-C(= , B kotopoii R BbIOpaH u3 Bogopoa, Ci_saykuia,

r a "C-kapOokcu" OTHOCHTC e "-C(=0)OR" oTopoii R BrIOpan u3 Bojopona, C_samkuia
C,.gankenmna, C,gsankuamia, Cs,kapooruknmia, Cg.papuia, 5-10-unenHoro rerepoapwia u 5-10-wieHHOTO
TETEPOIMKIIIIIA, ONIPEIEIICHHBIX B HACTOAIIEM MOKyMeHTe. HeorpaHnIuBaronuii mpuMep BKITIOUAET KapOOKCHIT
(t.e. -C(=0)OH).

I'pynna "nuano" otHocuted k rpymme "-CN".

I'pynna "nuanato" otHOcHTCs K rpymme "-OCN".

I'pymnma "uzonumanaro" orHocures k rpynne "-NCO".

py Py

I'pynma "tuonmanato" otHocutcs K rpynre "-SCN".

py Py

I'pynna "uzornonnanaro" orHocutcs k rpynmne "-NCS".

I'pynma "cynpduamn" otHOcuTCs K Tpymie "-S(=0)R", B kotopoii R BeIOpan u3 Bomopona, Ci sankuia,
C,.gankenmna, C,gsankuamia, Cs,kapooruknmia, Cg.papuia, 5-10-unerHoro rerepoapwia u 5-10-wieHHOTO
TETEPOIMKIIHIIA, ONIPEICTICHHBIX B HACTOSIIEM JOKYMEHTE.

I'pynma "cymbedonun" otHocutcs k rpymme "-SO,R", B koTopoit R BeOpaH m3 Bomopona, C; ankuia,
C,.gankenmna, C,gsankuamia, Cs,kapooruknmia, Cg.papuia, 5-10-unenHoro rerepoapwia u 5-10-wieHHOTO
TETEPOIMKIIHIIA, ONIPEICTICHHBIX B HACTOSIIEM JOKYMEHTE.

I'pynma "S-cynsdonamuno” orHocurcs k rpymnme "-SO,NRARp", B koTOpo#i kaxneiii u3 Ry u Rp He3aBu-
cuMo BBIOpaH u3 Bojaopona, Cieamkmia, C,gankenmna, C,gankunmna, Cs,kapoouukimmia, Cejpapuna, 5-10-
YJIEHHOTO TeTepoapuiia U 5-10-uJeHHOro reTepoLUKInia, OMPEIEICHHBIX B HACTOSAILIEM JOKYMEHTE.

I'pynma "N-cynsdonamuno" otnocutes k rpymnne "-N(R,)SO,Rp", B koTopoii kaxablii u3 R, 1 Rp HezaBu-
cuMo BBIOpaH m3 Bojaopona, Cieamkmia, C,gankenmna, C,gankunmna, Cs,kapoouukimmia, Cejpapuna, 5-10-
YJIEHHOTO TeTepoapuiia U 5-10-uJeHHOro reTepoLrKInia, ONPEIEICHHBIX B HACTOSAILIEM JOKYMEHTE.

I'pymma "O-xap6amun” orHocures k rpymae "-OC(=O)NRARg", B koTOpoit kaxneiii 3 R, 1 Ry Hesasucu-

y Y ARB', A B
MO BbIOpaH u3 Bomopoxda, Cisankwmna, C,cankenmna, C,gamkuauna, Cs,kapoonukmuna, Cejgapuma, 5-10-
YJICHHOTO TeTepoapuiia 1 5-10-4JIeHHOTO TeTePOIUKIINIIA, OTIPEICIICHHBIX B HACTOSAIIEM JTOKYMEHTE.

I'pynma "N-kapoamun” otHOcuTcs k rpymie "-N(R,)OC(=0O)Rg", B koTopo# kaxnsiii m3 Ry 1 Ry He3aBu-
cuMo BbIOpaH u3 Bopopona, Cisankwmia, C,cankennna, C,sankuamia, Cs;xapOommkmmna, Cg.jpapuia, 5-10-
YJIEHHOTO TeTepoapuiia U 5-10-uJeHHOro reTepoLUKINia, ONPEICICHHBIX B HACTOSAILIEM JOKYMEHTE.

I'pynma "O-trokapbamun” otHocutes K rpynne "-OC(=S)NR,Rp", B koTopo#i kaxnsiii u3 Ry n Rp Hesa-
BUCUMO BEIOpaH u3 Bogopoxaa, Cieamkuina, Cysankenmna, C, qankunmia, Csskapoomuknmia, Ce jpapuia, 5-10-
YJIEHHOTO TeTepoapuiia U 5-10-uJeHHOro reTepoLUKINia, ONPEIEICHHBIX B HACTOSAIIEM JOKYMEHTE.

I'pynma "N-tnokapb6ammn” otHocutes k rpymne "-N(R,)OC(=S)Rg", B KoTOpO#i Kaxaslii u3 Ry u Ry Heza-
BUCUMO BEIOpaH m3 Bogopoxaa, Cieamkuina, Cysankenmna, C, qankuamia, Cs kapoomuknmia, Ce jpapuia, 5-10-
YJICHHOTO TeTepoapmiia 1 5-10-4JIeHHOTO TeTePOIUKIINIIA, OTIPEICIICHHBIX B HACTOSAIIEM JTOKYMEHTE.

I'pynma "C-amumo" otHocutcs k rpynme "-C(=O)NR,Rg", B koTOpoit kaxnubeiii u3 R, m Rg He3aBucuMO
BBIOpaH m3 Bojopona, C; ankmia, C, sankennna, C, sankuamia, C;_sxapoormknmia, Cq jpapuna, 5-10-4j1eHHOTO
reTepoapuia u 5-10-wWICHHOTO TeTEPOIUKITIIIA, OTIPEACIICHHBIX B HACTOSIIEM JOKYMEHTE.

I'pynma "N-amumo" otHocutes k rpymme "-N(R,)C(=0O)Rg", B xoTopoii kaxnberii u3 R, m Ry He3aBHCcuMO
BBIOpaH m3 Bojopona, C; eankmia, C, sanmkenuna, C, sankuamia, C;_sxapoormknmia, Cq.jpapuna, 5-10-41eHHOTO
retepoapuia u 5-10-4I€HHOTO TeTepOLUKIINIIA, OTIPEACTICHHBIX B HACTOSIIEM JOKYMEHTE.

I'pynma "amuno" otHOcHuTes K rpymre "-NRsRp", B kKoTopoii kakabiii u3 Ry 1 Rp He3aBucuMo BBIOpaHbI U3
Bozopona, C_¢ankuna, Cy qankenuna, C, qamkuauna, C;_;kapooruknmia, Cq.gapuia, 5-10-wIeHHOTO reTepoapu-
7ma ¥ 5-10-4JIEHHOTO TeTEePOIMKIINIA, ONPEACICHHBIX B HACTOSIIEM JOKyMeHTe. HeorpaHnyuBaromuii mpumep
BKITIOYAeT CBOOOIHEIH aMuHO (T.¢. -NH)).

" AMHUHOAJIKHIIbHAS" TPYIINIa OTHOCUTCA K aMUHOTPYIIINE, IPUCOEAUHEHHON Yepe3 alKUICHOBYIO TPYIIY.

" ATKOKCHAKWIIbHASA" TPYIIa OTHOCUTCS K aJKOKCUTPYIIIE, MPUCOSAMHEHHON depe3 alKHICHOBYIO TPYII-
my, Takoi kak "C, galIkOKCHaIKuI" U T.11.
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[pu uconp30BaHUK B HACTOSIIEM OMMUCAHUH 3aMEIICHHAS TPYIIA MOJy4eHa U3 He3aMCIICHHON UCXOTHOM
TPYIIEI, B KOTOPOW MPOUCXOAUT OOMEH OJHOTO WK Oojice aTOMOB BOJOpPOJa Ha JPYrod aTOM MM TPYIITY.
Ecnu He yka3aHo WHOe, €ClHM TpyIIa CYHTAeTCs '"3aMeIIeHHOW", 3TO O3HAYaeT, 4TO yKa3zaHHas TpyIia
3aMeleHa OJHUM WM OoJiee 3aMeCTUTENIIMH, He3aBHCHMMO BbiOpaHHBIMU U3 C-Cg-ankmna, C;-Cg-amxeHwnna,
C,-Cg-anxkmunmna, C;-Cg-rerepoankuna, C;-C;-kapOouuknmina (HE0OsI3aTEIbHO 3aMEIIEHHOTO TaJOreHOM,
C,-Cg-amxunom, C;-Cg-ankokcu, C,-Cg-ranorenankunom u C,-Cg-ranorenankokcu), C;-C,-xapoormrmmi-C,-Cq-
ankwia (HeoOs3aTenpHO 3amenieHHoro rajgoreHoM, C;-Cg-ankmimom, C;-Cg-ankokcu, Ci-Cg-TaOreHaTKUIOM U
C,-Cg-ranorenankokcu), S-10-awseHHOTO TeTEepOUMKIWIA (HEOOS3aTEIIbHO  3aMENICHHOTO  TaJOreHOM,
C,-Cg-ankuna, C;-Cg-ankokcu, C;-Cg-ranoreHankmsioM u C;-Cg-ramoreHankokcu), 5-10-4JIeHHOro reTepouuk-
muna-C-Cg-anmkuna  (HeoOs3aTeIbHO 3aMEIICHHOT O rajJloreHoM, C,-Cg-amkumnom, C,-C4-amkoxcH,
Ci-Cy¢-ranorenankmwioM u C;-Cy4-ranoreHankokcu), apuia (HEOOs3aTeIbHO 3aMEIICHHOTO TaJOTCHOM,
C-Cg-anmkminom, C;-Cg-ankokcu, C;-Cy-ranorenankmiom u C;-Cg-ramorenankokcu), apmia(C;-Cq)ankmia (He-
o0s3aTenpHo  3amereHHoro ramoreHoMm, Ci-Cg-amkmiaom, C;-Cg-anmkokcn, C;-Cy-TaJoreHalKuIoM |
Ci-Cy¢-ranoreHankokcu), 5-10-umeHHOTO  rerepoapwina  (HEOOS3aTENBPHO  3aMEIICHHOTO — TaJIOTCHOM,
C,-Cg-anmxunom, C,-Cg-anmkokcu, C;-Cg¢-ramorenankuioM u C;-Cg-ramoreHankokcH), 5-10-1ieHHOro reTepoapu-
na(C;-Cq)ankmia (HE00s3aTEIHEHO 3aMEIEHHOI0 rajloreHoOM, C,-Cs-amkumiom, C,-C4-amkoxcH,
C,-Cg-ranorenankunom U  C;-Cg-rajioreHamKoOKCH), TajoreHa, ImaHo, ruapokcu, C;-Cg-amKoxcH,
C,-Cg-anmkoxcn(C,-Cg)ankuna (Hampumep, 3Qup), apmiokcH, cyabdruapuia (Mepkanto), rajgoreH(C,-Cgq)aykuia
(manpumep, -CF3), ramoren(C,-Cg)ankokcn (Hampumep, -OCF;), C,-Cg-ankuntuo, apuiaTHO, aMHHO,
amuHO(C-Cg)anmkmna, HUTpo, O-kapOammia, N-kapbamuna, O-tnokapbammia, N-THokapOammia, C-amuzo,
N-amuno, S-cynbdonamuo, N-cynshonamuno, C-kapookcu, O-kapOOKCH, aluiia, [HAHATO, H30I[HAHATO, THO-
[IUaHATO, M30TUOIUAHATO, CYIb(uHMIA, CyTbhoHmIa U okco (=0). B Tex cimydasx, Korja rpyima OmiucaHa Kak
"Heo0A3aTeIPHO 3aMeIlleHHAsA", YKa3aHHAs TPYIIA MOKET OBITh 3aMeIllcHa YKa3aHHBIMHU BEIIIIC 3aMECTUTEIISIMH.

Crnenyer MOHUMATh, YTO OIMpPECIICHHBIC CIIOCOOBI HAMMEHOBAHUS PaJMKaJIOB MOTYT BKIIFOYATH JTHOO MO-
HOpaJauKal, TU00 JUpaauKal, B 3aBHCUMOCTH OT KOHTEKCTa. Hampumep, B citydae, KOTIa 3aMECTUTENh TpeOyeT
HaTM4Us ABYX Touek MpuCOEeTMHEHUs K OCTAIBHON YacTH MOJICKYJIBI, CIeIyeT MOHUMATh, YTO YKa3aHHBIN 3a-
MECTHUTENb TPEACTABIAET co00W mupamukan. Hampumep, 3aMecTHUTENb, ONMPENETICHHBIN KaK ajlKui, KOTOPBIH
TpeOyeT Haau4uus ABYX TOYEK MPUCOCTWHEHHS, BKIIOYaeT B ceOs maupaamkaibl, Takue kak -CH,-, -CH,CH,-,
-CH,CH(CH3)CH,- u 1.11. CoryiacHo ApyryuM crioco0aM HauMEHOBAaHHS PaUKaIOB YETKO YKa3aHO, UTO PaIuKall
MpEeCTaBIsIeT COO0H AMpaANKa, TAaKOW Kak "amkuiaeH" win "ankeHuIeH" .

Ecmm ykazano, 4To ABe rpymisl R 00pasyioT Koybno (HarmpuMmep, KapOoUKIILHOE, TeTePOIUKIHIHLHOE,
apWIbHOC WM TeTePOapHIbHOE KOJBIO) "COBMECTHO C aTOMOM, K KOTOPOMY OHH TPUCOCAWHEHBI", 3TO O3HaYa-
€T, 4TO YKa3aHHOC OOBCIMHECHHOE 3BCHO, COCTABICHHOC M3 YKAa3aHHOTO aTOMa M YKa3aHHBIX ABYX rpymm R,
NpEeJICTaBIsIeT cO00¥ yKa3aHHOE KONBIO. B WHBIX ciy4asxX KOJBIO HE OTPAHHUYCHO OIPEICIICHHEM KaKIOU
rpynmnsl R, B3aT0# 1o otaensHOCTH. Hampumep, eciu mpUCyTCTBYET CIECAYIOIIAs IOACTPYKTYypa:

R1

N
‘( \R2
1 2 ’ . 1 2
n R u R onpenenensl kak BBIOpaHHBIE W3 TPYIIIBI, COCTOSINEH M3 BOJOpoAa U aykmia, wid R° u R co-

BMCCTHO € aTOMOM a30Ta, K KOTOPOMY OHU NPUCOCAUHCHEI, 06paSyIOT TETCPOLUKIINIL, 9TO O3HAYACT, YTO Rl u R2
MOTyT OBITH BI)I6paHI>I 13 BOAOpOaa WIN aJIKWIA, UJIN B KAYCCTBC aJIbTCPHATUBBI YKa3aHHAs MOACTPYKTYpa UMECT

CIPYKTYpY:
O
s

T'JIC KOJBIIO A MPENCTaBIsACT COOOM reTepoapriIbHOE KOJIBIIO, COJepIKaIIee H300PaKCHHBIN aTOM a30Ta.
AHaNOTHYHEIM 00pa30M, €CIIU YKa3aHo, 4TO JBe "cocemHue" Tpynmbl R 00pa3yroT KOJBIO "COBMECTHO C
aTOMOM, K KOTOPOMY OHH TPHUCOCIAMHEHBI", 3TO 03HAYACT, YTO YKa3aHHOE OOBEAMHCHHOE 3BCHO, COCTABJICHHOE
U3 aTOMOB, CBs3eH MEXIy HUMHU M YKa3aHHBIX JBYX Tpymn R, mpencraBnseT co0oi ykazaHHOE Kouiblo. Hampu-
Mep, €CITH MPHUCYTCTBYET CICAYIOIMAs MOACTPYKTYypa:
R1

R2

>

u R' u R? onpe/enens! kak BHIOpaHHbIC U3 TPYIIBI, COCTOsIIEH U3 Bojopoaa u ankuima, wi R' u R? co-
BMECTHO C ATOMAaMH, K KOTOPBIM OHH NPHCOEAHHEHbI, 00pa3yIOT apHil MM KapOOLHKINI, 3T0 03HayaeT, uto R
1 R* MOTYT GbITh BHIOPAHbI M3 BOIOPOA MM AJKHIIA, HIIM B KAYECTBE aIbTCPHATHBEI yKA3aHHAS TIOACTPYKTYpa
UMEET CTPYKTYpY:
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>

rae A mpencTtaBisier co0O apuiIbHOE KOJBIIO0 WIIH KapOOIMKIIFII, COASPIKAIIUN MPEICTABICHHYIO JIBOM-
HYIO CBSI3b.

Bo Bcex ciyyasix, KOrjja 3aMeCTHTEINb H300pakeH Kak Jupaankai (T.c. UMeeT aBe TOYKU mpuCoeanHCHHS
K OCTaJIbHOHM MOJIEKYJIe), CIeyeT NOHUMATh, YTO YKa3aHHBIA 3aMECTUTEIh MOXET OBITh IMIPHCOCTUHEH B IFOOOM
HANpaBJICHUH, €CIM HEe YKa3aHO WHoe. TakuM o0pa3oM, HalpuMep, 3aMeCTHTEb, H300pakeHHbIN Kak -AE- mun

AN
‘5‘- \E/ BKITFOYAET 3aMECTHUTEIIh, OPHCHTUPOBAHHBIA TaKUM 00pa30M, YTO YKAa3aHHBIA A TPUCOCIMHEH K
KpaiHeit sieBoii Touke mpuCoeqMHEHUS B MOJISKYJe, a TaKXKe cllydaid, B KOTOpOM A NMPHUCOCAUHEH K KpalHeh
npaBoii Touke MpruCoeTnHEHUS B MOJIEKYJIC.

[Ipu ucmonp30BaHWU B HACTOAIIEM OMHCAHWU "W30CTEpPhl" XMUMHUYECKOW TPYIIBI MPENCTaBISAIOT COO0M
JIPYTUe XAMHYECKHE TPYIIIHI, KOTOPBIE XapaKTePU3YIOTCS TEMH K€ WIIM aHAJIOTUYHBIMHU CBOWcTBamMu. Hampwm-
Mep, TETPa30JI MPEACTABIAET OO0 N30CTEp KApOOHOBOM KHUCIIOTHI, ITOCKOJIBKY OH HIMHTHPYET CBOHCTBA KapOo-
HOBOW KHCJIOTHI, JaYKe €CJIi 00a M30CcTepa UMEIOT pa3Hble MOJIEKYISpHBIE GOopMyIbl. TeTpa3os mpeacTaBiIseT
co0o0¥i O/IHY W3 MHOTOYHCIICHHBIX 3aMCH U1 KapOOHOBOM KUCIOTHL. [Ipyrue mpeamnonaracMbie U30CTephl Kap0oo-
HOBBIX KHCIIOT BKIFOUYaroT -SO3;H, -SO,HNR, -PO,(R),, -PO;(R),, -CONHNHSO;R, -COHNSO,R u -CONRCN,
rae R BeiOpan u3 Bomopona, Cjgankmna, C,sankennna, C,qankunmia, Cs,kapoonukmuna, Cgpapmia, 5-10-
YIIEHHOTO reTepoapmia U 5-10-wIeHHOTO TeTepONUKIIIIIA, OPEICICHHBIX B HACTOAIIEM NToKyMeHTe. Kpome To-
T0, U30CTEPHI KAPOOHOBBIX KHCIOT MOTYT BKJIFOUATh 5-7 WICHHBIC KapOOIIUKIIBI WU TETEPOIMKIIBI, COJCPIKAIIIHE
mo0Oyro komouaanuto CH,, O, S nmu N B m000i XUMUYIECKH CTAaOMIILHOM CTETICHW OKHCIICHMS, T JI0ObIe aTo-
MBI YKa3aHHOU KOJIBIICBOW CTPYKTYPHI HE0OS3aTEILHO 3aMEIICHBI B OJTHOM WtH OoJiee mosioskeHni. Criemyronue
CTPYKTYPHI TIPEACTABIISAIOT cO00i HEOTpaHNUMUBAIOIIHNE TIPUMEPHI MTPEAIOIaraeMbIX KapOOIMKINIECKUX U TeTe-
POIMKINIECKUX U30CTEPOB. ATOMBI YKa3aHHOH KOJIBIIEBOH CTPYKTYPBI MOTYT HE0Os3aTeIbHO COAEpkKaTh B Ka-
YECTBE 3aMECTHUTENS B OJTHOM MU OoJiee MOJI0KEeHUH R, onpeneneHHbIN BhIIIE.
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Taxxe mpenmomnaraercs, 9To, €CIIM K U30CTepaM KapOOHOBBIX KHCIOT H00aBICHB XUMUYECKHE 3aMECTHTE-
JIH, TIOJTydeHHOE COCIMHEHUE COXpaHsIeT CBOIcTBa n3ocTepa KapOoHOBOH kucioTH. [Ipenmomnaraercs, 4ro, ecian
M30CTep KapOOHOBOH KUCIOTHI HEOOA3aTEIBHO 3aMENIeH OJHUM TN OoJiee (hparMeHTOB, BRIOpaHHBIX U3 R, orr-
pelIeNeHHBIX BBIIIE, 3aMEIICHNE W ITIOJIOKEHHE 3aMEIIeHUS BHIOPAHO TaKMM O0pa3oM, YTO OHO HE YCTpaHSIET
cBoiictBa CoeTMHEHUS KaK W30CTepa KapOOHOBOW KHCIIOTHI. AHAJOTHYHBIM 00pa30M IMPEaIoaraeTcs, 9To IMo-
MEIICHHEe OTHOTO WM OoJiee 3aMecTuTeNield R B KapOOIMKINYEeCKHA HITH TeTEPOIUKINIECKUI n30cTep KapOoHo-
BOM KHCJIOTHI HE SIBIIICTCS 3aMEIICHUEM OJHOTO HIIH OoJice aToMa(OB), KOTOPOE COXPAHSCT WIIH SBISICTCA HEOTh-
EMJIEMO YaCThIO B OTHOIICHUH CBOWCTB COCAMHEHUs KaK U30cTepa KapOOHOBOI KHCIOTHI, eciid Obl TakoH(ue)
3amectuTelb(1) Hapyman(u) cBoiictBa CoeIMHEHNS KaK U30CTepa KUCIIOTHI.

Jpyrue m3ocTephl KapOOHOBBIX KUCIIOT, KOHKPETHO HE MPHUBEJCHHBIC B KAYCCTBE MPUMEpPa B HACTOSIIEM
OIHCaHWH, TAKXKE MPEMOIAral0TCs HACTOSAIINM H300PETCHHEM.

TepmuH "cyOBeKT" TPH UCTIOJIL30BAHUN B HACTOSIIEM OMUCAHUM O3HAYAET YEJIOBEKa WIIH OTIIMYHOE OT 4e-
JIOBEKa MIIEKONHTAIOIIee, HAPAMEP c00aKy, KOIIKY, MBIIb, KPBICY, KOPOBY, OBIY, CBUHBIO, KO3, OTIIMYHOTO
OT YeJoBeKa MMpHMaTa WIH NTHIY, HallpUMEp KypHILy, a Takke Jr000e Ipyroe Mo3BOHOYHOE MIIH OECII03BOHOY-
HOE.

TepmuH "MitekonuTaromiee" UCIOIb3YETCSI B €T0 OOBITHOM OHOJIOTHYECKOM CMBbIce. TakuM o0pazoMm, OoH
KOHKPETHO BKITIOYAET, HO HE OTPaHUIMBACTCS HMH, IPUMATOB, BKITIOYast 00e3bsH (simians) (IMMMITaH3€e, BHICIITHX
00e3bsH (apes), Hu3mmx 00e3bsiH (monkeys)) u Jiro/ieil, KpYImHBIN poraThlii CKOT, JIOMIAAeH, OBEIl, KO3, CBUHEH,
KPOJIMKOB, CO0aK, KOIIICK, TPRI3YHOB, KPBIC, MBIIICH, MOPCKAX CBUHOK U T.II.
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Tepmun "apmaneBTHyeckn npueMiIeMblii HocuTens" win "dapManeBTHYECKH NMpPUEMIIEMOE BCIIOMOTa-
TEJILHOE BEIECTBO" BKIIOYAET JIIOOBIC U BCE PACTBOPHUTEIH, AUCIIEPCHOHHBIE CPEIbI, TOKPBITHS, aHTHOAKTEpH-
aNbHBIC W MPOTHUBOTPUOKOBBIE areHTHI, M30TOHUYECKHE M 3aJICP)KUBAIOIINE BCACBIBAHME areHTH U T.I. [IpmmMe-
HEHHE TAaKHUX Cpel M areHTOB I (papMaleBTHUECKN aKTHBHBIX BEIIECTB XOPOIIO M3BECTHO B JTAaHHOH 00JacTh
TEXHUKHU. 3a UCKITIOYCHHEM CITy4daeB, J1r00asi 0ObIYHas cpefja WM areHT He COBMECTHMBI C aKTHBHBIM WHTPEIH-
€HTOM, IIPEI0IaraeTcsl €¢ UCIONb30BaHNe B TEPAEBTUIECKUX KOMIO3HIuAX. Kpome Toro, B HacTosmee U30-
OpeTeHne MOTYT OBITh BKITIOUCHBI Pa3IMIHbIC aIbIOBAHTHI, TAKHE KaK OOBITHO MCTIONB3YIOTCS B TAaHHOM 00yacTH
TexHUKHA. CooOpaskeHNs [UIS BKIIOYEHHUS Pa3IMIHBIX KOMIOHEHTOB B (hapMarieBTHYeCKHe KOMIIO3UIIIH OIIHCa-
HBI, HarrpuMep, B ucrounukax Gilman et al. (Eds) (1990); Goodman and Gilman's: The Pharmacological Basis of
Therapeutics, 8" Ed., Pergamon Press.

TepaneBtuueckuii 3¢ pext noapasymenaeT ocnabiieHHE B KaKOKW-TO CTEIICHW OJHOTO WIJIM 00Jiee CHMIITO-
MOB 3a00JICBaHUS WM COCTOSHHS U BKJIIOYAET M3JIeueHHe 3a00JIeBaHUs M cocTosiHMs. "V3neuenne" o3Havaer,
YTO CUMIITOMBI 3a00JI€BaHMS MIIM COCTOSHHS YCTPaHEHBI; OJHAKO HEKOTOPBIE JOJITOCPOYHBIC MM TIOCTOSHHBIE
3¢ QEeKT MOTYT CYIIECTBOBAaTh JAXKE IIOCIE IMOJTYYEHHs Je4eHUs (Takue KakK 3HAUYNTEIbHOE MOBPEXKICHHUE
TKaHH).

Tepmuns! "meunts", "nedenne” wim "nedamuid" Ipy UCTIOJHL30BAHUN B HACTOSIIIEM OMTHUCAHUH OTHOCATCS K
BBeneHuto CoeMHeHUs WK (HapMaleBTHUECKONH KOMITO3HIINU CYOBEKTY B MPOGUIAKTHISCKUX H/WIIA TepareB-
THYECKUX TeisiX. TepMuH "mpodriiakTHIecKoe JiedeHre" OTHOCHTCS K JICUEHUIO CyOBhEeKTa, Y KOTOPOTO €Ille He
TIPOSIBIIIOTCS CHMIITOMBI 3a00JIeBaHUSI WIIM COCTOSTHHSA, HO KOTOPHIH MOABEPKEH KOHKPETHOMY 3a00JIeBaHHUIO
WA COCTOSIHHIO FUIM MMEET WHOW PUCK KOHKPETHOTO 3a00JIEBaHMS WM COCTOSHUS, IIPH KOTOPOM JICUCHUE
YMEHbIIAeT BEPOSITHOCTH TOTO, YTO y MalMeHTa OyJeT pa3BHBaThCs yKa3zaHHOE 3a00JeBaHHME MM COCTOSHHE.
TepmuH "TepaneBTHYECKOE JIeUeHHE" OTHOCHUTCS K IPOBEICHHUIO JICUEHHS y CyObeKTa, KOTOPBIH yKe cTpajaeT
3a00JIEBaHUEM WIJIM COCTOSIHUEM.

B tex cirydasix, Koraa coeAMHEeHHs], paCKPBITHIE B HACTOSIIIIEM JJOKyMEHTE, UMEIOT 10 MEHbIIEH Mepe OuH
XHUPaJIbHBINA LIEHTP, OHU MOTYT CYLIECTBOBATh B BUJE OTJCIBHBIX JHAHTHOMEPOB M JHACTEPEOMEPOB WIH B BHJIE
cMecel TaKuX M30MEpOB, BKIIIOYAs pareMarthl. Pa3enenne MHINBUIyaIbHBIX H30MEPOB MU CENICKTUBHBIN CHH-
Te3 MHIUBUAYAIBHBIX H30MEPOB OCYIIECTBIIIOT ITyTeM MPHUMEHECHHS Pa3INYHBIX METOJOB, KOTOPHIE XOPOIIO
W3BECTHHI CIIEIMAJINCTaM B JaHHOW o0iacTy TeXHWKH. Eciu He yka3aHo MHOe, Bce TaKue M30MEphl M UX CMECH
BKITIOYEHBI B 00BEM COCIMTHEHUH, PACKPHITHIX B HACTOSIIEM JOKyMeHTe. Kpome Toro, coeimHeH s, pacKpBITHIE B
HACTOSIIEM JTOKYMEHTE, MOTYT CYIIECTBOBATH B OJHOM WMJIM 0oJiee KPUCTAJUTMIECKUX WM aMOPQHBIX (opMmax.
Ecmu He yka3aHo mHOeE, Bce Takue (hOPMBI BKIIIOYCHBI B 00BEM M3 COSAWHEHHH, PACKPHITHIX B HACTOSIIEM JIOKY-
MEHTe, BKJIIOYas JitoOble mojauMopdHbie GpopMbel. Kpome TOro, HEKOTOpBIE W3 COCOMHEHWI, pPAaCKpBITHIE B Ha-
CTOSIIIIEM JOKYMEHTE, MOT'YT 00pa30BBIBaTh CONBBATHI C BOJOH (T.€. THAPATHI) WIIM C OOBIYHBIMH OPTaHUYECKUMHU
pactBopurensiMu. Eciu He yka3aHO MHOE, TaKHE COJIbBATHI BKIIOYEHBI B 00BEM COCAMHEHUH, PACKPBITHIX B Ha-
CTOSIIIIEM JOKYMEHTE.

Crenpanucty B JaHHOH 00JacTH OyAeT MOHSATHO, YTO HEKOTOPBIE CTPYKTYPHI, OIMCAHHBIE B HACTOSILEM
JOKYMEHTE, MOTYT IPEJICTaBIATh COOOH pe30HaHCHBIE (OPMBI MM TayTOMEpPHI COCIUHEHHH, KOTOphIE MOTYT
OBITH CTIPaBEUTMBO MPEACTABICHBI IPYTUMH XUMUYECKUMHU CTPYKTYPAaMH, TaXe €CIH C TOUKH 3PEHHS KHHETHKA
CHETHANHCTY TTOHATHO, YTO TaKHE CTPYKTYPHI MOTYT IPEACTABIATE COOOH TOIBKO OYSHb HEOOIBITYIO YacTh 00-
pasua takoro(ux) coemuHeHus(¥). Takne CoequHEHHsI pacCMaTPHUBAIOTCS B paMKax M300pakKeHHBIX CTPYKTYD,
XOTS TaKHe pPe30HaHCHBIE (OPMBI HIIM TAyTOMEPHI HE MPEICTABICHBI B HACTOSIIEM TOKYMEHTE.

B ommcaHHBIX COENWHEHUSAX MOTYT NMPHCYTCTBOBATh M30TOMBI. KaKIbIli XUMHUUECKUI AJIEMEHT, PeICTaB-
JICHHBIH B CTPYKTYpE COCAMHEHUS, MOXKET BKIIIOYATH JIFOOOH N30TOI yKa3aHHOTO dyieMeHTa. Hampumep, B cTpyk-
Type CoenMHEeHUsI aTOM BOAOPOJa MOXKET OBITh PACKPBIT SIBHO MJIM CJIEAYyeT IIOHUMAaTh, YTO OH HPUCYTCTBYET B
coelMHEeHNH. B 1mo00oM MOJI0KEHHN COETMHEHHS, B KOTOPOM MOXET MPHUCYTCTBOBATH aTOM BOJODOJA, yKa3aH-
HBIIl aTOM BOZOpOJa MOXKET NPEJCTaBIATL CO00H JII000H M30TON BOJOPOJA, BKIIOYAsl, HO HE OTPAaHHYHBAsICh
UMH, Bojiopo-1 (mpoTtuii) n Bomopon-2 (newrepust). Takum 00pa3oM, B HACTOSIIEM JOKYMEHTE CCBLIKA Ha CO-
€/IMHEHUE OXBATHIBACT BCE BO3MOXKHBIE N30TOINHBIE (POPMBI, €CITH N3 KOHTEKCTA SBHO HE CIIC/yeT HHOE.

Coennnenus

dopmymna (1).
HexoTtopbie BapraHTHI pean3alyi HACTOSIIET0 M300pETeHNUs, PACKPHITHIE B HACTOAIIEM JOKYMEHTE, OT-
HOCSITCS K coequHeHnto popmyasl (1), onmmcaHHOMY BBIIIE, HITH €T0 (apManeBTUISCKH TPUEMIIEMON COJTH.
RZ

)
B HEKOTOpBIX BapuaHTaX peai3alyi HACTOSIIErO M300PETEHUs, PACKPHITHIX B HACTOSIIEM JOKYMEHTE B
orrourernn Coexnuennit gopmyist (I), R* BeGpan u3 rpymmel, cocrosimeii u3 ramorena, -OR’, -NR°R” u
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-C(O)R%; R? BEIOpaH w3 rpymisl, coctosimed u3 -(CH,),-(Cq.jpapmna), -(CH,),~(5-10-wrenHOTO TeTepoapuia),
-(CH,),(Cs.jokapborurimna) 1 -(CH,),-(3-10-weHHOTO reTeponyKiInia), KXl U3 KOTOPEIX Heo0s3aTeIbHO
3aMeneH ogHuM Wik 6onee RY; kaxpiii R® HesaBrucnmo BBIOpaH W3 TPYIIIbI, COCTOSIIEH U3 TajloreHa, Heo0s3a-
TenbHO 3ameleHHOro C, alKmia, HeoOs3aTenbHo 3aMeleHHOro C, ¢ajJKeHusa, Heo0sI3aTeIbHO 3aMEIEHHOTO
C, gankuuuiIa, HeoOs3aTenbHO 3aMenieHHoro C; ¢aJKWITHO, Heo0s3aTeIbHO 3amMenieHHOTo C, galIkOKCHAIKHIIA,
HeoOs3arenbHO 3aMernieHHoro Cs.jgkapOorukimmia, HeoOs3aTenpHo 3aMenieHHoro Cg jpapuia, -OR’, -NR14R15,
—C(O)Rg, —SOZR16 u -NO,; 1 KaKIbIi R!'' HezaBucumo BBIOpaH W3 TPYMIBI, cocTosImeH nu3 ranorena, -CN, He-
00s3aTenpHO 3amemeHHoro C; qankuina, HeoOs3aTenbHo 3aMeleHHoro C, qaaKkeHunaa, Heo0sa3aTeaIbHO 3aMeIeH-
Horo C,_¢aTKUHIIA U HEOOsI3aTeIbHO 3aMeIIeHHOTO C_4aIKOKCH.

B HEKOTOPHIX BAPHAHTAX PeaH3ALMM HACTOSIIEro m3obperenns R' mpeacraBmser co6oii Ce. gapui, He-
00513aTeIBHO 3aMEIICHHBIH OXHUM Wi Gonee R'. B HEKOTOPHIX APYrHX BapHAHTAX PEANM3AIH HACTOSIIETO
m3o6perenns R' mpeacrasiser co6oit henn, HeoOs3aTeNbHO 3aMeleH bl oqHIM Wik 6onee R,

B HEKOTOPBIX BapHaHTaX pealu3allii HACTOSIICTO M300pPCTCHUS R' mpeacTaBiseT coboit 5-10-uneHHbIi
reTepoapHIl, HeoGA3aTENFHO 3aMeIeHHbIH OqHIM Wi 6onee R, B HEKOTOPBIX TaKHX BapHaHTaX peanusamun R’
MPeNCTaBIsIeT COOO0M MUPA30JIMI WIH |-METHIHPAa30IiI, Heo0s3aTeTbHO 3aMEIICHHbIN OJTHUM W OoJiee R*. B
HEKOTOPHIX TAKHX BApHAHTAaX peanmsaiii R' mpeacraBiser co60il MIPHIasHHII, HEOOS3aTENHHO 3aMEIICHHbII
oxnHuM i Goree RY. B HEKOTOPBIX TaKUX BapHaHTaxX peaniu3aluu R mpencTaBiseT co00d MIPUMUIUHII, He-
006s13aTeNFHO 3aMeIIeHHBIN OXHIM Witk Goree R,

B 1m06b1x BapuanTax Gpopmyisr (I), OMMCAHHBIX B HACTOSIIEM TOKYMEHTe, Kaxkablii R* HesaBicumo BEIOpaH
W3 TaJOTeHA WM HeoOs3aTeNbHO 3aMemeHHOTo C gankuia. B HEKOTOPBIX BapHaHTaX peann3alidil HACTOSIIEro
m3o6perenns R npesncrapmnsier co6oii raoren. B HEKOTOPBIX BAPHAHTAX PEATH3AIMH HACTOSIICTO H300PETEHUs
R* mpexcrasnsier coboit 3amemtennblii C.qalkm1. B HEKOTOPBIX APYTMX BapHAHTAX PEANM3AIHH HACTOSIIErO
m3obperenns R* mpencraBiser coboii HesamemteHHbIH C) ¢aNKiI. B HEKOTOPBIX BapHAHTAX PEeaTH3ALUM Ha-
crosmero u3odperenns R npeacrapmser coGoii Grop. B HEKOTOPHIX APYTHX BAPHAHTAX PEATH3aLHH HACTOSIIC-
ro u3o6perenns R* npencrasiser co6oit MeTHII.

B HEeKoTOpBIX BapuaHTaX pealnu3aluy HACTOSAIIETO N300pETCHI R’ MIpeICTaBIsAeT co00M rayioreH. B Heko-
TOPBIX JAPYTHX BAPHAHTAX PEATH3AIHH HACTOAIIEro H300peTenns R? BIOpan w3 GpoMa Mty XJ1opa.

B HEKOTOPBIX BapHAHTAX PeaH3alii HACTOSIEro u300peTerns R” mpencrasiser coboit -CN.

B HEKOTOPHIX BAPHAHTAX PeaTH3alii HACTOSIIEro n3obpereHms R* mpencrasiser coGoii -OR’. B HekoTo-
PHIX BapMAHTAX PeaH3alMU HACTOAMIETO M300peTeHns R BHIOpaH M3 BOJOPO/A, HEOOA3ATEIBHO 3aMEIEHHOTO
C|.¢ankmia, HeoOs3aTenbHO 3amemieHHoro C,gankokcuankmna, C;.jsapalikuiia, HeoOs3aTEIbHO 3aMEIICHHOTO
OJIHUM WM Oojiee R“, Cs.10apmia, HEoOs3aTEIBHO 3aMEHICHHOTO OIHUM WK OoJiee R“, u -(CH,),~(3-10-
YIIEHHOTO FeTePOLMKIINIA), HeoOsS3aTEeNbHO 3aMeNIeHHOro oM 1in Goiee R'’. B HekoTOpBIX BapHaHTax pea-
NM3AIMH HACTOSIIEro M3o0peTeHus R® mpencTaBiser coGoi BOAOPOA. B HEKOTOPHIX BAapHAHTAX pEaM3aIlHi
HACTOSAIEro M300peTerHus R> npecTaBiseT co6oil HeoOA3aTeNbHO 3aMemeH bl C| Nk B HEKOTOPBIX TAKHX
BapHaHTax peanmsaruu R’ mpeacraBiser coGoil MeTHI. B HEKOTOPBIX TAKMX BapHAHTAX PEATH3AIMH HACTOSIIC-
ro m3obperenns R’ mpeacTaBiaser coGoii raoreH3aMeIeHHbIH STHT. B HEKOTOPBIX BAPHAHTAX PEATH3AIHH Ha-
CTOSIIIIETO N300peTEeHUS R’ npenacraBiseT coboit Cg_jpapuil, He0O3aTENHLHO 3aMEIICHHBIN OTHUM HJTH OoJiee R'.
B HEKOTOPHIX TAKMX BAPHAHTAX peanm3anud R’ mpejactaiaser co6oii GeHm, HeoOs3aTeIbHO 3aMeICHHBII 0J1-
HuM win Gonee R''. B HEKOTOPBIX TAKHX BapHAHTAX peanmsamuy R° mpeacTapisieT coboil HesaMemeHHsIH de-
HUI. B HEKOTOPHIX BapHaHTAaX pean3alliyl HACTOAWIEro M306pereHms R’ mpencraBiser coGoii Cojsapamku,
HEOO3aTeIBHO 3aMEIICHHBIH oxHuM min 6onee R''. B HEKOTOPBIX TAKMX BAPHAHTAaX peammsamun R’ mpeactas-
nseT coGoit GEH3MII, HeoOsM3aTEeNbHO 3aMeIeH b oHIM 1 Gonee R, B HEKOTOPBIX TAKHX BapHAHTAX Peaiy-
3amuy R’ mpencraBiser coGoil He 3aMEICHHbIH GEH3MI. B HEKOTOPBIX TAaKHX BapHaHTAX peanmsamuu R° mpen-
CTaBISACT cOOOM HeoOA3aTENLHO 3aMeNICHHBIN C, galIKOKCHATKWI. B HEKOTOPBIX TaKUX BapUaHTaX peai3alliu
R’ BbIOpaH u3 -(CH,),OCHj;, -(CH;),0C;H; mm -(CH,),O(CH,;)OCH;. B HEeKoTOpBIX TaKWX BapHaHTaX peal-
samuu R’ mpencraBiser co6oit -(CH,),-(5- WiIM 6-uIeHHBIH TeTepOLUKINT), HeoOsS3aTeIbHO 3aMEIEHHBIH 0/1-

—crnN_]
auM ik Gonee R'’. B HeKOTOPBIX TakuxX BapHaHTax peammsari R® mpeacraBiser coGoit > He0Os-
3aTeNbHO 3aMeIICHHEIH oxunM win Gomee R'C. B HEKOTOPBIX TAKMX BApHAHTAX peammsarmu R° BeIOpaH u3

©H-N ) —(CHpe-N O —(CHp)-N s CH)-N N (CHy) o) (CHy), S
- 2)n” - 2)n” - 2/n” - 2)n”~ — 2)n - 2/n
) /7 /7, —/ , Win

—rg<_ N Ny 10
, KQ&XKJbIM U3 KOTOPBIX HeOoOs3aTeNbHO 3aMC€lICH OAHUM HIJIN oonee R. B HEKOTOPBIX BapHUaHTax

peajm3aliii  HaCTOAIICTO I/I306peTCHI/IH R5 MOXCT MPCACTABIATH co0oif Heo0sA3aTEeNBLHO SaMGHICHHLIﬁ

—(CHy),-N
B HEKOTOPHIX BapHAHTAX PEATM3aIlNi HACTOSIIEr0 M300peTeHns R’ MOXKeT MpeicTaBIsaTh cob0il Heos3a-
—(CH2)s~"N o]
TEeIBHO 3aMEICHHBIH ~—
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B HEKOTOPHIX BApHAHTAX PeaTH3aLMH HACTOAIIEro H300peTenns R’ MoXkeT mpeacTaBisaTh coboii Heobs3a-
/N
—(CHy),-N S
TEJIBHO 3aMeICHHBIN -
B HEKOTOPHIX BapHAHTAaX PeaTH3alliy HACTOAIIETO H300peTeHus R’ MoxkeT npencTaBisaTh coboii Heobs3a-
/T \
—(CHp)-N N
TENIbHO 3aMelleHHBIH .
B HEKOTOPHIX BAPHAHTAX PeaTH3alMH HACTOAIIEro H300peTenns R’ MoxkeT mpeacTaBisaTh coboii Heobs3a-
. _(CHZ)n_CO
TEJIBHO 3aMeICHHBIN .
B HEKOTOPHIX BapHAHTaX PeaTn3alliy HACTOAIIETO H300peTeH s R’ MoXkeT npencTaBisaTh coboii Heobs3a-
5 _(CHQ)”CS
TEJNBHO 3aMEIIeHHBIN .
B HEKOTOpHIX BAPHAHTAX PeaTH3alMH HACTOAIIEro H300peTeHns R’ MoXkeT mpecTaBisaTh coboil Heobs3a-
. _(CHZ)nCN
TENBHO 3aMeIeHHBIN .

B HekoTOpHIX BapHaHTax peajH3aliy HACTOSIIET0 M300peTeHHs, IPUBEACHHBIX B JaHHOM a03are, n co-
ctapnseT 0. B HEKOTOPHIX BapHaHTaX peaan3aliy HACTOSIIETro M300peTeHNs, IPUBEACHHBIX B TaHHOM ab3are, n
cocraBisieT 1. B HEKOTOPHIX BapHaHTax pearn3aliii HaCTOSIIET0 N300peTeHNs, TPUBEICHHBIX B JaHHOM ab3are,
R’ COIEp)XUT OAWH Wiu Ooylee 3amectuteneld, BeIOpaHHBIX H3 Cjgankmina, Ceankoken, CgaiKuia,
-O(CH,),0OCHj3, ranorena niu -C(O)NH,.

B HExoTOPHIX BapHaHTaX peaau3allii HACTOSIIETO N300pETeHIS R? MPECTaBIsAET COOOM -NRR’. B Heko-
TOPHIX BAPHAHTAX PEAH3allMy HACTOSIIEro H300peTeHus Kaxapii R® u R’ HesaBHCHMO BHIOpaH M3 BOZOPOJA,
C\¢ankuna, Cq jpapHiia, HEOO3aTEIBHO 3aMEIICHHOr0 oaHUM Wi 6Gomee R'', C;.jjapankuia, HeoGs3aTENBEHO
3aMeIeHHoro ogHuM win Gonee R'', (5-10-uneHHOro reTepoapuia)aKia, HeOOA3aTEIBHO 3aMEIICHHOIO OfI-
mum mwn 6omee R'', -C(O)R® umn -C(O)OR’. B HEKOTOPHIX BapHAHTAX PEaNM3allMy HACTOAIIEIO M300pEeTCHH s
R® npencraBiser coGoit BOTopoa. B HEKOTOPHIX APYrHX BapHAHTAX PEaNM3allMM HACTOAMIEro H3obpereHus R
npescraBiseT coboit Cpqankil. B HEKOTOPBIX BapHAHTAaX pean3alliy HACTOAMIEro n30bperenns R’ mpencras-
steT co6oii BOZOpo. B HEKOTOPHIX BapHAHTAX peaTH3allii HACTOSMIEro m3o0perenns R’ mpeacrasmsier coGoit
C\.¢aTKHI. B HEKOTOPHIX BApHAHTAX PeaTH3aliyi HACTOsmIEro m3o0perenns R’ mpeacrasmsier co6oit Ce.jpapui,
HEoOs3aTeIbHO 3aMEIICHHBIH oTHIM 1 6oee R'!. B HEKOTOPBIX BapHAaHTaX peaTH3aIlii HACTOSIIIErO H306pe-
ternst R’ mpezcrasisier co60oii (eHm, Heobs3aTeBHO 3aMeIeH b oqHIM 1 Goree R''. B HEKOTOpBIX Apy-
IMX BAPHAHTAX PEaM3aliy HACTOAIIEro n3o0peTenns R’ mpencrapmnser coGoii He3aMelmeH bl heHMII.

B HEKOTOpHIX BAapHAHTAX PEAM3ALMH HACTOAMEro H3obperenns R’ mpencrapnser coGoii Cor.i4apalku,
HEoOs3aTeIbHO 3aMeIIeHHbI oMM 1 Gonee R''. B HEKOTOPBIX BapHaHTaX peau3allii HACTOSIIErO H306pe-
terns R’ npencTaBiser coboit 0ensmn wiu -(CH,),Ph, kaxaprii U3 KOTOPBIX HEO0A3aTENHFHO 3aMEUICH OJTHUM
umn Goree R''. B HEKOTOPBIX TaKHX BAPHAHTAX peatu3aluy R’ COTEPIKUT OIMH WIH Gojiee 3aMeCTHTENEH, BBI-
opannbix u3 Ci_gankuia, Ci_qamkokcu, Ci_gankuia, -O(CH,),OCHj;, ranorena mim -CN. B HeKOTOpBIX BapraHTaX
peanu3anum HacTosmIero m3obperenus R’ mpencTapiser coboil He3aMelleH bl GeH3MI. B HEKOTOPBIX APYrHX
BapHAHTAX PEANM3AIMH HACTOAIMIEro H300perenus R’ mpencrasiser coboit Hesamemenusiii -(CH,),Ph.

B HeKOTOPHIX BAPHAHTAX PEaTH3AIHH HACTOSMIEr0 H300perenns R’ mpeacrapisier co6oit (6-4IeHHBIIT re-
TEPOAPHIT)aIKHII, HEOOS3aTEIBHO 3aMEIIeHHEIH oqanM 1in Goee R''. B HEKOTOPHIX BapHaHTax pealn3alun
Hacrosero modpererns R’ mpencrasmsier co6oit -CH,-mupumnn, -CH,-rmpuvuanam win -CH,-riupasuan,
KX/l U3 KOTOPHIX HEOOS3aTeIbHO 3aMeIieH OmHnM i 6omee R''. B HEKOTOPHIX BapHaHTaxX peaH3ariii
HacTosiero m3obperenns R’ mpexcraBiser coboit Hesamennerubiit -CH,-mupuamn. B HEKOTOPEIX BapHaHTaX
peanusanum HacToAIIero u3ooperenns R’ npeacrasiser coGoit Hesamemennbii -CH,-mupasunmi. B HeKOTOPBIX
BAPMAHTAX pEAlM3alMM HACTOSIIero wu300peTeHMs R’ mpencraBiser coboit  Hesamemenssii  -CH,-
TUPUMHUTAHUIL

B HEKOTOPHIX BapHAHTAaX peaTu3allii HacTosmero uzodperenns R’ npexacrapmser codoit -C(O)R®. B He-
KOTOPBIX BAPHAHTAX PEaM3alliy HACTosIero u3odperenns R® Boiopan u3 C gankmna, Cg.joapuna mwin -NR'°R".
B HEKOTOPHIX BAapHAHTAX PeaM3alliy HACTOSIIEro M306pereHms R® BHIOpaH M3 MeTwIa, 9THIA, MPOIHIIA, H30-
nponua, GyTHIA, MeHTHIA WK (GeHnTa. B HEKOTOPHIX BapHAaHTAaX pealM3alMH HACTOAMEro m3obperenns R
npecTaBiseT coboi MeTHI B HEKOTOPBIX APYTHX BapHAHTAX pealH3alii HACTOAMIEro u3obperenus R® mpex-
cTaBmsieT co6oi (ernT. B HEKOTOPHIX BapHAHTAX PeaM3ally HACTOSIIEro u3obperenus R® mpexcrasser co-
6oit -NR'’R". B HEKOTOPBIX BapHaHTaX pean3alliy HACTOSIIET0 U300pETeHUS KaXKIbIH R'? u R" HesaBucnmo
BBIOpaH u3 Bomopona, C gaKuiia nin OeH3uma.

B HEKOTOPHIX BApHAHTAaX Pealn3ally HACTOAIIEro u3odperenns R’ mpencrasmser co6oii -C(O)OR’. B He-
KOTOPBIX BAPHAHTAX PEANM3AIIMH HACTOSAIEro M300peTeHus R’ BoIOpan u3 Bogopoma, C,eankuma, Cg joapuia,
HEoOs3aTeNbHO 3aMEIEHHOr0 odHMM miH 6onee R'', umn C;.j,apankuia, Heo6A3aTeTBHO 3aMEIIEHHOTO OTHUAM
umn Gonee R''. B HeKOTOPBIX BapHAHTAaX pean3alliil HACTOSIIErO H300peTeHns R’ BHIOpaH M3 METHIIA, STHIA,
M30MPOIINIA WIH GyTHIA. B HEKOTOPBIX BAPHAHTAX PeaNM3aIlii HACTOSIIEro H300peTeHns R> BriGpan u3 henu-
Ja MM GeH3MIA, KaXKIblil H3 KOTOPHIX HEOOS3aTEIPHO 3aMeIeH OHIM uiH Ooree R'.
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B HEKOTOPBIX BApHAHTAX peaTH3alliy HacTosmero moopererns R® i R7 cOBMECTHO ¢ aTOMOM a30Ta, K KO-
TOPOMY OHH TIPUCOEAUHEHBI, 00pa3yroT 6-10-4JICHHBIH FeTePOIUKINI, HE00sI3aTeIFHO 3aMEIIICHHBIN OJTHAM HJIH
onee R'’. B HEKOTOPBIX BAPHAHTAX PeaTH3ALMI HACTOSIIETO H300PETCHNS yKA3AHHEIH IeTePOLMKIII, 00pas3o0-

Slele

o |
BaHHBbIN R6 n R7 COBMECTHO C aTOMOM a30Ta, K KOTOpOMY OHU NPUCOCIUHCHEI, BLI6paH u3z "o v nim

N

| .
~~ ., KaKJIBIH U3 KOTOPBIX HEOoOsS3aTeIbHO 3aMeIeH ogHiM Hin 6onee R'’. B HEKOTOPBIX TAKMX BapHAHTAX
peaNn3ay HACTOSIIEro H300PETeHUs YKa3aHHBIN TeTePOIUKIINI, 00pa30BaHHBII R® 1 R’ coBMecTHO ¢ aToMoM

®

N
a30Ta, K KOTOPOMY OHH TIPHCOEMHEHBI, MOYKET MPEACTABIATh CO00i HE06A3aTENFHO 3aMEIIEHHbIH  ~

B HCKOTOPBIX TAKMX BapHaHTaxX pc€ajln3aliui HACTOALICTO I/I306peTeHI/I${ yKaSaHHLIﬁ TETCPOLUKIINIL, 06pa-
30BaHHBII R6 n R7 COBMCECTHO € aTOMOM a30Ta, K KOTOPOMY OHH MPUCOCANHCHBI, MOKET IMPCACTABIIATH coboit

®
|
Heo0s3aTeIbHO 3aMEIICHHBIA ™ -

B HCKOTOPBIX TAKHMX BapHaHTaxX pc€aln3allui HACTOALICTO I/I306peTeHI/I${ yKaSaHHLIﬁ TeTCPOLUKIINIL, 06pa-
30BaHHBII R6 n R7 COBMCECTHO € aTOMOM a30Ta, K KOTOPOMY OHH MPUCOCAWHCHBI, MOKET IMPCACTABIIATH coboit

)
)
Heo0s3aTeIbHO SaMGHICHHLIﬁ o

B HEKOTOpBIX TaKWX BapUaHTaX pPeaM3allMd HACTOSIIETO M300PETCHUS YKa3aHHBIA T€TEPOIMKIINI, 00pa-
3oBanubli R® 1 R’ coBMeCTHO ¢ aToMoM a30Ta, K KOTOPOMY OHH NPHUCOSTUHEHBI, MOXKET TPEJACTABIATH COO0H

N
HEOOA3ATEIbHO 3aMCIEHHBIH  ~~ .

B HEKOTOPHIX BapHAHTAaX peaan3alyy HacTosmero mzodperenus R'C mpencrasmser coGoii Cpgankin B
HEKOTOPBIX BAPHAHTAX PEaM3aIlii HACTOSIIEro n300peTenns a8a R'’, mpHCOoeIMHEHHBIX K OHOMY 1 TOMY Xe
aTOMy, COBMECTHO NPEACTABISIOT cO00H OKCO. B HEKOTOPBIX Ipyrux BapHaHTaX peaju3alliid HACTOSIIETO H30-
GpeTeHNs yKa3aHHBII reTepoLHKIII, oopasosanubii R® 1 R7 cOBMECTHO ¢ aTOMOM a30Ta, K KOTOPOMY OHH TpPH-
COEIMHEHBI, HE 3aMeIIICH.

B HEKOTOPHIX BapHAHTAX PEATH3alliH HACTOAIIETo H300peTeHus R mpeacrasser coGoii -SR’. B HekoTo-
PBIX TAKHX BAPHAHTAX PeaTH3allii HACTOSIIEro n306perenms R npeacrasister co6oii Cg.1gapiil, HEOOS3aTEIBHO
3aMeIeH bl ogHIM Wik 6onee R''. B HEKOTOPBIX APYrHX TAKMX BAPHAHTAX PealH3allid HACTOSIIETO H306pe-
tenns R® mpescTaBisier co6oii HeoOs3aTeTBHO 3aMeIICHHBIN (EHIT.

B HEKOTOpBIX BAPHAHTAX PealM3allii HACTOSIIEro m300pererns R” mpexcrasmsier coGoii -C(O)R®. B me-
KOTOPHIX BAPHAHTAX peau3aliy HacTosmero msobperenns R® Beiopan m3 -NR'?R". B HekoTopbIX BapHaHTax
peann3anum HACTOSAMEro u306peTenus kaxapii R'> u R HesaBucuMo BBIGpaH M3 BOAOPOZA, HEOGA3ATEIHHO
zamemennoro C,_gankuna, Cq.joapiiia, HeoOA3aTeTbHO 3aMEIeHHOro oM Mk Gonee R, wmn C;.j,apankuna,
HEoOs3aTeIPHO 3aMEMEHHOro oaHuM uai Gonee R''. B HEKOTOPHIX BapHAaHTAaX pealH3allH HACTOSIIErO H30-
operenns kaxabiit R'> u R' nesaBucuMo BeIOpan 13 Bogopona, Cy.ankunia, (eHmna, Heo0I3aTebHO 3aMEICH-
HOTO OJHUM WK Oosiee R”, WK GeH3MIa HeoOA3aTEIBHO 3aMEIICHHOT0 OHUM Wik 6onee R!'. B HEKOTOPBIX
BapHaHTaX pealn3aIlii HaCTOSIIET0 H300peTeHNS yKa3aHHbIe (DEHIUT MITH OCH3WIT HE 3aMEIICHBL.

B HEKOTOPHIX BAPHAHTAX PeallM3allii HACTOAIIEro n3obperenns R” mpeacrasmser co6oii -C(O)OR’. B He-
KOTOPBIX BAPHAHTAX peaTn3alliy HACTOSIIEro H3o0peTenus R’ npeacrapnser co6oit Bogopos mik Ci_qalku.

B 1mo6bix BapuanTax (popmyis (I), ONMMCAHHBIX B HACTOSIIIEM IOKYMEHTe, KaxIbiii R'' HesaBucHMO BbI-
Opan u3 -CN, ranmoreHa, HeoOsS3aTeNbHO 3aMenIeHHOTO C_galKmia, HeoOs3aTenbHOo 3aMerneHHoro Ci_¢allkOKCH,
0-(CH,),-C, sanxokcu wm -C(0) NR'?R". B nexoTopsix Taknx BapuanTax peammsamuu R'' Bei6pan us -CN,
-Cl, -F, -CHj;, -OCHj;, -OC,Hs, -CF; wim -OCF;. B HekoTOpBIX BapHaHTaX pealu3alliil HACTOSIIETO U300peTe-
umst R'! mpencraBiser co6oii -F. B HEKOTOPHIX BapHAHTAX pealM3alliil HACTOAMEro m3obperenns R'' mpex-
ctaBnseT co6oit -OCF;. B HeKOTOPHIX JPYrHX BapHAHTAaX pealn3allly HacTosmero usodperenus R'! mpencras-
nset coboit -OC,Hs. B HEKOTOPBIX APYrMX BapMAHTAX peau3alliy HACTOsIIEro u3obperenus R'' npencrasmser
coGoii MeTWI. B HEKOTOpBIX BapHaHTAaX pealH3allii HacTosmiero u3obperenus R'' mpencraenser coGoit
-O-(CH,),-OCH;. B HEKOTOPBIX APYrHX BapHAHTAX peaH3allii HacTosmiero modperenns R'!' mpencrasmsier
co6oit -C(O)NHs,.
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B HekoTOpBIX BapuaHTaxX pealM3aliH HACTOSIIEro M300pETEHNUs, PACKPBITHIX B HACTOSIIEM JOKYMEHTE B
oromennn Coenunenuii popmyisi (I), R® BeiGpan u3 rpymmsl, cocrosmeit u3 -(CH,),-(Ce.jpapmna), -(CH,),-(5-
10-anenHoOTO TeTepoapmna), -(CH,),-(C;.jokapbomukimna) u -(CH,),~(3-10-11eHHOTO TeTepOoIMKIINIa), KaXKabli
13 KOTOPBIX HEOBS3aTeIBHO 3aMelieH oqHuM i Gosee R’. B HEKOTOPBIX BApHAHTAX PEANM3aIMH HACTOSIIETO
n300pereHus n cocrapiseT 0.

B HEKOTOpBIX BapWaHTaxX peaM3allMd HACTOSIIETO H300peTeHUs R’ MPENCTaBIsAET COOOM
«(CH,),~(C.10apHi), HEOBS3aTEIBHO 3aMEIICHHBI OHAM WK Goee R’. B HEKOTOPBIX BAPHAHTAX PEaTH3AIAN
HAcTOsImEro m3o6perenns R mpencraBisier co60ii -(CH,),-(eHm, HeOOA3aTEIBHO 3aMEICHHBI OHIM HITH
Gonee R’. B HEKOTOPHIX BapHAHTAX PealM3allMi HACTOSAIIErO H300peTeHHs n coctaBisier 0. B HEKOTOPBIX apy-
rMX BapMAHTAX pealH3allii HACTOAIIEro u3obperenus R’ mpeacrasiser coGoii HesamemenHsiil -(CH,),-henn.
B HEKOTOPHIX JPYrMX BapHaHTAaX PealH3allid HACTOSIIEro u3obpereHus R’ mpencrapmser coboil HezaMeleH-
HBIH heHmII.

B mo6b1x BapuanTax popmyisi (I), OMHCAHHBIX B HACTOAIIEM J0KyMeHTe, R’ BhIOpaH U3 ranoreHa, HeoOs-
3aTenbHO 3amenenHoro C gankmia umm -OR’. B HEKOTOPBIX JPYTHX BAPMAHTAX PEATH3alMU HACTOSIIETO H30-
6perenns R’ BeOpan u3 hropa, x1opa. B HEKOTOPBIX APYTHX BApHAHTAX PEATH3ALAH HACTOSIICTO H300PETCHUs
R’ BbIOpaH M3 MeTHIIA, STHIA MK TPUGTOPMETHIA. B HEKOTOPEIX BAPHAHTAX PeaIH3alMi HACTOSIIETO H306pe-
terns R’ npexacTaBsieT co6oit -OR’. B HEKOTOPHIX BapHAHTAX peanu3allii HACTOSIIEro M300peTeHms R® BbI-
Opan u3 Bomopoxa, C, ¢ankuia Win rajxoreHsamenieHHoro C qanknia. B HEKOTOPhIX pyTHUX BapHaHTax peajiv-
3aIMK HACTOSIIEr0 M300peTeHus R® BEIOpaH M3 TPHGTOPMETHIA WIH THIA. B HEKOTOPBIX IPYrHX BapHaHTaX
peanM3amME  HACTOSIEro  m300pereHmss R’ mpeicTaBusieT  coboif  HEOOS3aTENBHO  3aMEIICHHBI
C,_salIKOKCHATIKIIL. B HEKOTOPHIX BapHAHTAX BapMAHTAX pealH3allii HACTOAIIEro m3o0perenns R’ mpencrapis-
et coGoit NR'*R"°. B nexoTophix Takux BapmaHTax peanusamuu R’ mpencrasnser co6oii -NH-C(O)R®. B Heko-
TOPBIX APYTHX TAKMX BapuaHTax peammsamuu R’ Beiopan us -NH-C(0)-C_sankuna win -NH-C(O)-NH,. B Heko-
TOPBIX BAPHAHTAX PEaH3alliy HACTOAMEro H3o0perenns R’ mpeacrapser co6oil rHAPOKCH.

B HekoTOpBIX BapuaHTax peaju3aliy HACTOSIIETO0 N300pETEeHNs, ONMCAHHBIX B HACTOSIIEM JIOKyMEHTE B
orHourernu Coemurernii dopmyist (), R He 3ameren. B HEKOTOPBIX JPYrHX BapHAHTAX PEAIH3ALHAH HACTOS-
mero m3ooperenus R’ npencrasiser coboit BOIOpO.I.

B HEKOTOpHIX BapHaHTax peajn3alliil HaCTOSIIET0 H300peTeHHUs Z MPEACTABISAET COOOM KUCIOPOI.

B HekoTOpHIX BapHaHTaX pealn3alidé HACTOALIETO W300PETEHUS CBS3HM, NPEICTABIICHHBIC CIUIOMIHON H
MTyHKTUPHOH JTMHHUSIMH, TPEICTABIIAIOT COOOM ABOWHBIE CBS3M. B HEKOTOPHIX TaKMX BapuaHTax peanusanuu Co-
equHenus Gopmydsl (I) Takxke mpeacTaBIeHBI

R2

1
R X

N z
3

B HExoTOpBIX BapuaHTaX peanu3alliil HACTOAIIETO M300peTeHus coenuHenue dopmyinsl (I) BeiOpaHo u3
rpymmsl, coctosieii u3 Coenunennii 85-162, 401-414, 523-545, 550, 551 u 664, npeacraBieHHbIX B Tabn. 1. B
HCKOTOPBIX JPYTUX BapUaHTaX peald3alliil HAcTOSIIero u3oOpereHus coeauHeHune Gopmyinsl (I) BEIOpano u3
rpynisl, coctosmei u3 Coenunennit 85-162, 401-414, 523-538, 540, 541, 543, 545-,664 u 696-707, npeacras-
JICHHBIX B TaOM. 1.

B HEKOTOPHIX aTbTEPHATHBHBIX BapHAHTAX Peai3alliy HACTOSINETO N300peTeHus mpemioxkensl CoeuHe-
HUs popmyis (1), 11 KOTOPBIX 3HAYEHUS IEPEMEHHBIX TaKHE K, KaK ONPEACICHO BBIIIC, C TEM HCKIFOUCHHEM,
uro R? BEIOpaH n3 5-10-4I€HHOrO reTepoapiia MM 3-10-wWICHHOTO TeTepOLHKIIIIIA, KaXKIblil 03 KOTOPBIX He-
06s13aTeNBHO 3aMeIeH OHIM win Gosee R, OIMH M3 HEOrpaHHYMBAIOMMX MPUMEPOB YKA3AHHBIX AbTEpHA-
TUBHBIX BApHAHTOB pPEANM3ALNN HACTOSIIETO H300pETeHHs IPEACTABIET COOOH ciydail, KOTJa COeAWHEHHE
dbopmynel (I) mpencrasnser coboit coenuaenne 708, nmpeacraBneHHoe B Taom. 1.

Dopmyna (I1).

HexoTtopbie BapHaHTHI pean3alyi HACTOSIIET0 M300pETeHNUs, PACKPHITHIE B HACTOAIIEM JOKYMEHTE, OT-
HOCATCS K coenuHeHnto (popmydsl (I1), omucaHHOMY BEIIIIE, HITH €ro (JapMaIleBTUYCCKH TPUEMIIEMON COJH:
2N

Y R2
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HexoTopble BapuaHTHI peain3aliyl HaCTOSIIET0 H300pETeHNUs, paCKPBITHIE B HACTOSIIEM JOKYMEHTE B OT-
Homennn Coenmnenuit popmyisl (1), Taroke npencrasiens! Gpopmynoii (11a)
Y.
P2EN

IJ?3 (Ta),

roe R® BbIOpaH w3 rpymmsl, coctosmeid u3 -(CH,),-(Cq.9apuna), -(CH,),~(5-10-wienHOTO reTepoapmia),
-(CH,),(Cs.jokapborurimia) u -(CH,),-(3-10-weHHOTO reTeponyKinia), KXkl U3 KOTOPEIX Heo0s3aTeIbHO
3aMelleH OOHUM WIH OoJiee Rg; u

kaxapiii R’ He3aBHCHMO BBIOpAaH M3 TPYIIIBI, COCTOSIICH M3 TraloreHa, HEoOS3aTENBHO 3aMEIICHHOTO
C|_¢ankmia, HeoOs3aTenpHo 3aMemeHHoro C, ¢ankeHuna, HeoOs3aTenpbHo 3aMeneHHoro C, canKuHuIa, HeoOs3a-
TeNnbHO 3aMenieHHOro C ¢aJIKHITHO, HeoOs3aTebHO 3aMeleHHoro C, galIkOKCHAIKHMIIA, HEOOSI3aTENhHO 3aMe-
mernoro C;_jgkapOonukimia, Heobs3aTteapbHo 3aMenieHHoro Cg jpapuiia, -OR’, —NR”RlS, -C(O)Rg, —SOzR16 i
-NO,.

B HEKOTOPBIX BAPHAHTAX PEATH3ALNN HACTOAIIETO H300peTeHus R” BRIOpaH M3 HEOOA3aTEIBHO 3aMEIICH-
HOro C_galKuia. B HEKOTOPBIX BAPHAHTAX PeaM3allii HACTOSIIEro H306peTenns R” BRIOpaH M3 MeTHIIA, STHIIA,
M30MPOIIIA WIH TPUPTOPMETHIA. B HEKOTOPBIX BAPHAHTAX PEaNHM3AIMH HACTOSIIEr0 M306perenns R” mpea-
CTaBISET COOOM METHIL.

B HexOTOpBIX BapHaHTaX peau3aliy HACTOSIICTO M300PETEHUS, PACKPHITHIX B HACTOSIIEM JOKYMCHTE B
ornomennn Coexunennii Gopmyssl (II), R® mpencrapmnser co6oit Bogopoa. B HEKOTOPIX TaKHX BapHAHTaX pea-
mu3anuu coenuuenue popmyisl (I1) BeiOpaHo u3 rpymisl, coctosmei n3 CoequHeHut 562-565, 567, 662 u 663,
TIPEICTaBICHHBIX B Ta0M. 1.

B HexoTOphIX BapmaHTaX peajH3alii HACTOAIIETO M300pPETEHUs, PACKPHITHIX B HACTOAIIEM JOKYMEHTE B
orHourernu Coexuuennii popmyinsr (II), R® BeiGpan u3 rpymmst, coctosimeii u3 -(CH,)y-(Ce.10aprna), -(CH,),~(5-
10-anenHoOTO TeTepoapmna), -(CH,),-(C;.jokapoommkimna) u -(CH,),~(3-10-11eHHOTO TeTepOIMKIIIIa), KaXKabli
13 KOTOPBIX HEOOs3aTeNbHO 3aMeIleH OHUM Mtk 6onee R’. B HEKOTOPBIX BAPHAHTAX PEaNH3AIIHH HACTOSIIETO
n300pereHus n cocrapiser (.

B HEKOTOpBIX BapuaHTaxX pealu3alliii HACTOSIIETO M300peTCHHUS R? BeIOpaH u3 -(CH,),-(Cs.19apmia), He-
06513aTeTBHO 3aMEIIEHHOr0 OHIM 1 Gosee R’. B HEKOTOPHIX BapHAHTAX PeaTH3ally HACTOAIIETO H306peTe-
mus R® npencrasiser co6oit -(CH,),-(beHmn, HeoGs3aTeIbHO 3aMelIeH b oHuM 1 Gosee R’. B HekoTOpEIX
BApHAHTAX PEANM3AINH HACTOAIIEro u306peTenns R’ mpeacraBiser co6oit GeHu, HeobA3aTeIHPHO 3aMEIICHHBIH
oxunM um Goree R°. B HEKOTOPBIX BapHaHTaX peaau3allii HACTOSIIEro H300pETCHHS R’ MpeCTaBIseT co0oit
He3aMeleH bl (eHmT. B HEKOTOPHIX BAPHAHTAX pealM3allii HACTOSIIEro W300peTeHns R’ mpexcrasiser co-
6oii HezameneHabi -(CH,),~(Cg._joapm).

B HEKOTOPHIX BAPHAHTAX PeaTH3aLMi HACTOSIIEro n3obpererms R® BoiGpan u3 -(CH,),-(9-wieHHOTO TeTe-
POLMKITHIIA), HEOBA3ATEIBHO 3aMEIICHHOr0 OMHAM Hin Gormee R’. B HEKOTOPHIX BapHAHTAX pealH3alluy Ha-

Fry

vy T

0
o 0 >
3 o, o/ o, N
cTosImero n3oopereHus R™ BeIOpaH u3 ; ; iR107S KKIBIH U3 KOTOPBIX HEoOs3a-

TCJIBbHO 3aMCIICH OJHUM WIH Ooiee Rg. B HCKOTOPBIX TAKHUX BapHUaHTax pcajn3aliun R3 peaAcCTaBJIACT coboit

e

Heo0s3aTeIbHO 3aMGH16HHLII7[ o.
B HCKOTOPBIX TAaKHUX BapUaHTax pceaJn3alnun R3 MpCACTaBJIACT coboit HeoOsA3aTEIHHO 3aMeIII€HHLII>i

Yy

o)
o~/ .
B HekoTOphIX TakMX BapHaHTAaX peaaTu3alu R’ MIpeCTaBIseT coO00l HeoOs3aTeTbHO 3aMEIIeHHBIH

v

o}

B HekoTOphIX TakuX BapHaHTaxX peanu3aliu R’ MIpEeACTaBIsAET COOOW HEOOs3aTeIbHO 3aMEeNIeHHBIN
>
O

B HEKOTOPHIX BAPHAHTAX pear3allii HACTOSAMIEro m300peTenns R’ He 3ameren.

s
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B HExOTOpBIX BapHaHTaX pealu3aliy HACTOSIIETO I/I306peTeIgI/IH R’ BrIGpan u3 -(CH,),-(10-wienHOrO Te-
TEpOLUKIINIIA), HEO00A3aTEeIbHO 3aMEIIEHHOTO OAHUM min Oonee R°. B HEKOTOpBIX BapHaHTax peanu3aliy Ha-
cTosiIero M306peTenHs n coctapmsier 0. B HEKOTOPHIX BAPHAHTAX PEANTM3AIMH HACTOSIIEro M300peTeHus R’

s

o]
j 0
BBIOpaH U3 0" wimm O\) . K@KIbIi M3 KOTOPBIX HEOOs3aTeIbHO 3aMelneH ogauM win 6oree R. B Heko-
TOPBIX BAPHAHTAX PealH3alliy HACTOSIIEro H300peTeHns R’ He 3amelnen.

B mo6bix BapuanTax popmyisl (II), OMMCAHHBIX B HACTOAIEM TOKYMEHTE, Kax/Iblii R’ He3aBHCHMO BbI-
6paH U3 ranoreHa, HeoGs3aTeabHO 3aMereHHoro C gankmia, -OR’, -NR''R" mwm -C(O)R®. B HexoTophIx Bapu-
aHTax peann3alliy HACTOSIIEro m300peTeHus R® BHIOpAaH M3 METHIIA, THIA, MPOIMIA, H30MPOIIIA HIH TPH(D-
TOpMeTHIA. B HEKOTOPBIX BAPHAHTAX PEaM3aIHH HACTOAIIEro n306perenns R’ BoiGpan u3 hropa wiu xjiopa.

B HEKOTOpHIX BAPHAHTAX pealM3allMy HACTOsIIEro m3obperenus R’ mpencrasmser coboii -OR’, u mpu
s1oM R’ BRIGpaH 13 HeoOsM3aTENbHO 3aMeneHHOTo C\_¢aNKiia. B HEKOTOPBIX BApHAHTAX PEAM3AIHH HACTOSIIC-
ro m3o0perenns R’ mpencrasmsier co6oit Hesamemenubii C, ¢anknl. B HEKOTOPHIX BAPHAHTAX PEATH3AINH Ha-
cTosmero u3obperenns R® BHIOPaH M3 MeTHIa, STHIIA, TPOIIIIIA, H3OMPOIMIA WIH TpudTOpMeTHia. B HEKOTO-
PHIX BapHaHTaX peaM3alliH HACTOSIIEro M300peTeHHst R’ mpencraBiser co6oit MeTHI. B HEKOTOPHIX APYrux
BapHAHTAX PEAM3aIlMH HACTOAIIEr0 H300peTenust R® mpencTaBisier coboit TpudTOpMETHIL.

B HEeKOTOPHIX BapruaHTaX pealM3alii HACTOSIINET0 H300pEeTeHHUS R’ MIPECTaBIsAET COOOM -NR"R", a kax-
meiii R' u R HesaBucumo BrIGpan u3 Bonopoma, Cpsankmia wm -C(O)R®. B HEKOTOpHIX BapHaHTax peasusa-
[IUH HACTOSIIIETO N300pEeTCHUS R® BBIOpaH U3 HEoOsA3aTeNbHO 3amenieHHOTo Ci_¢alKuia, -OR’ wmu -NR“R". B
HEKOTOPBIX BAPHAHTAX PEATH3alMy HACTOAIIEro u300perenns kax i R'> i R'? HesaBucHMo BBIGpaH U3 BOIO-
pona i C_gankuia. B HEKOTOPBIX BAPHAHTAX PeaNy3allii HACTOSIIEro n306peTenns kaxapii R'> u R" nesa-
BHCHMO BHIOPAH M3 BOJOPOJA MM METHI. B HEKOTOPHIX BAapHAHTAaX PEalM3aIlii HACTOAIIETO M300peTeHHs R’
BBIOpaH n3 Bojoponaa win Cgankuia. B HEKOTOPHIX BapHaHTaX peayu3aliii HaCTOAIIET0 N300peTeHUs KaKIbIH
R'" u R" HesaBucuMo BbIGpaH U3 Bogopoa, MeTHia, stiia, -C(O)NH,, -C(O)NHCH;, -C(O)N(CHs),, -C(O)OH
nm -C(O)OEt.

B HEKOTOpBIX BAPHAHTAX pealM3allii HACTOsmIEero m3obpererns R’ mpexcrasmsier coGoii -C(O)R®. B me-
KOTOPHIX BAPHAHTAX PEATH3AMH HACTOSIIEro m3o0perennss R® BbIOpaH m3 HEOGA3aTEIHHO 3aMEIIEHHOTO
Cy.¢ankmna win -NR'’R". B HEKOTOPBIX BapHaHTaX pealli3alii HACTOSIIEr0 N300peTeHUs R® BBIOpaH U3 METH-
na, -NH, unu -NHCHj.

B HEKOTOPHIX BapHAHTAX PeaU3alliy HACTOAIEro H300peTenns Bee Y mpeactaisioT coboit CR*.

@

Y'\Y/)\

B HCKOTOPBIX BapHUaHTaxX pCaiM3allii HACTOALICTO I/I306peTGHI/IH II0 MEHBIICH MEpe OAUH Y B

npencrasiseT coooi N.
Y
YI\Y"J\; N
B HEKOTOpHIX BapuaHTax pealu3alliyi HACTOSIIETO U300peTCHHS ,
N

l/ee

BBIOpaH u3

UIIn > Ka)K,Z(BIﬁ nu3 KOTOpBIX HCO6H3aTeHI)HO 3aMCUICH O,I[HI/IM—‘{CTBIpBMH R4.
v Sy

!
Y\Y,-’ ; o o
B HeKOTOpLIX TaKUX BapI/IaHTaX peaJ'H/BaIII/II/I HpeI(CTaBJ'IS[eT CO6OI/I HeOGFBaTGJ'H)HO 3aMCIICHHBIN
B
i
8
N

Y

B HCKOTOPBIX TAKUX BapHaHTax peajain3aluu fej MpCACTaBIIACT €000l HEOOA3aTEIHHO SaMGHIGHHLIﬁ

N

BN
=
R
X
Y
Y'\ ; o o
B HEKOTOpBIX TaKMX BapHaHTax peanm3anum Y MpencTaBisieT co00i HeoOs3aTENbHO 3aMEIICHHBII

N

N
B HEKOTOPBIX BapUaHTaX peajlnu3alluid HACTOAIICTO I/I306peTeHI/I${ II0 MEHBIICH MEpe OAUH Y B

-16 -



034171

npeacTaBiseT cooor N.
Yy Y

<
1l

Yo 2 = Z
~ rés ef r‘.r'
B HCKOTOPBIX BapHaHTax peai3allii HACTOALICTO I/I306peTeHI/I}I Y BBI6paH n3 >

N™X
= ; 4
Ui > Ka)KILLIﬁ 13 KOTOPBIX HeOoOs3aTeNbHO 3aMCIICH OAHUM-YCTBIPbMA R
Y)&Y

Yo 2
B HeKOTOpLIX TAKHUX BapI/IaHTaX peannsaunn Y ;
B

/{e‘

MPEJCTaBIIET COO0H HEOOS3aTeIbHO 3aMEICHHBII

N

S

Ul

Y Z ‘3:‘ o o
B HEKOTOPBIX TaKUX BapHaHTaAX pCaiu3alnu Y MpEACTaBIIACT co00Ii HE0OA3aTEIBLHO 3aMCIICHHBIN

N
A
=

+

/Y\

X

~ =z [V} ~
B HEKOTOpPBIX TaKUX BapUaHTax peajuzaimuu Y e MpeacTaBisieT co00i HeoOs3aTeIFHO 3aMEIIeHHBIH
NS
|

/54

Ny
B HEKOTOPBIX IPYrHX BapHaHTaX peaju3allid HACTOAIIETO W300peTeHus 1sa Y B 7 5 MPEICTABIISIIOT
co6oii N.

HeKOTOpLIX BapI/IaHTaX peannsaunn HaCTOAIIEero I/I306peTeHI/I${ \Y‘/ ff BLI6paH u3
El L 2y 2, El L
, ”W K*; N

3aTCJIBbHO 3aMCIICH OTHUM-TPEMA R .

> KQXJIbI 13 KOTOPBIX HEOOs-

Y
Y7y
Y\Y)\ ;g o o
B HekoTOphIX TakuX BapUaHTAaX peatn3aluu MpeCTaBIsIeT cO00H HeoOsM3aTeNbHO 3aMEIICHHBIN
N,
| *N
i
’ X,
Y
YI\Y"/ ;‘é o o
B HeKOTOpBIX TakuX BapuaHTaxX peaju3aluu MPECTaBIsCT COOOU HEOOS3aTeIbHO 3aMEeIICHHBIN
_N
]
xn
R
Y
VY
Y'\Y_-— ; 5 5
B HEKOTOpBIX TaKMX BapuaHTaX pealnu3aluu npeJcTaBIsieT co0o0i HE0OA3aTeIFHO 3aMeICHHBIT

A
Il
N

N
' X
Y
Y'\Y,/ v . .
B HECKOTOPBIX TAKHUX BapUaHTaX peajainu3aliuu MpCACTaBJIACT CO6OI/I HGO6$[33T€HLHO 3aMCIICHHbIN
N

YA
B HEKOTOpBIX TaKUX BapuaHTaX pealnu3aluu Y 5‘;‘ npeJcTaBIsieT co00i HE0OA3aTEIFHO 3aMEICHHBIT
(L
N
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Y:
¥
Y\Y,/ o . .
B HECKOTOPBIX TAKHUX BapHUaHTaX peajainu3aluu npeaAcTaBIdCT €000l He0OsI3aTEeILHO 3aMCIICHHBIN

L

Y

N =~ ejs
Ys
7
P 4 3 3
B HEKOTOpHIX TAKMX BapHaHTaX peaTH3anUun npeacTaBisieT co0oi HeoOA3aTETFHO 3aMeIIeHHBII
~
Y
. '

NP o v
B HCKOTOPLIX TAKUX BapUaHTaX peajn3aliun Y )5:( mpeaAcCTaBJIACT C060H HeOGFBaTGJ'H)HO 3aMCUICHHbBIN
)
~
N)\;
:

Na
Y

1l
Y\ —~
B HEKOTOPHBIX IPYrMX BAPUAHTAX PEANM3AllN HACTOAIIETO n300peTeHns nBa Y B ¥ ¥ MPEICTaBISIIOT

co0oit N.
N N
/Y\ N < AN
m B | /N N\ | IIIIII:)\
Y< ék gf > 7 5

B HEKOTOpBIX TAKUX BapHaHTaxX peanusanud Y ¢ BEIOpaH U3 , 170131 » Kax-
JIBIi M3 KOTOPBIX HE0OA3aTeBHO 3aMelieH ogHIM-Tpems R*.

Ya .,z
B HekoTOpBIX TakMX OPYrMX BapUaHTaX pealu3allid HACTOSILEro I/I306p€TeHI/IH Y ; BLIGpaH us

N N ~ X
oL O O, O
N =~ :; | N/ ; N\/ké,s k/\; | N/)\; .

> 4 > 70050 > Ka)K,Z[BIﬁ HEOO0s3aTENBLHO 3aMCIICHHOTO OJJTHUM-TPEMA R".

/Y\\

Y< /)\; o o
B HCKOTOPBIX TAKUX BapHUaHTaX peajin3aliun Y MpCACTaBIACT co00if HeoOsI3aTeNBLHO 3aMCIICHHBIN

Ne
i
Y< /)\; o o
B HeKOTOpLIX TAKUX BapI/IaHTaX peannsaunn Y HpeﬂCTaBHﬂeT CO6OI/I H€06$[3aTeJ'ILHO 3aMCIICHHBIN
N
N* |
Ny
. x
M
Y\

=
B HECKOTOPBIX TAKMX BapHaHTax pcajan3aliun Y \“é peaAcCTaBIdCT €000l HeoOA3aTeNLHO SaMGHIGHHLIﬁ

N

Y N

Y< /)\ ; o o
B HEKOTOPBIX TAKUX BapHaHTax pcain3alinun Y peaACTaBJIACT o000t HeoOsI3aTeILHO 3aMCIICHHBIN

Y N

~
)]
Y, Z eg . o
B HEKOTOpBIX TaKMX BapHaHTaX peanu3amud Y MIPEICTaBISAET COOON HEOOS3aTeIFHO 3aMEeIIEHHBIN
(L.
7
N

S
Y

A
]

Y< # . .
B HCKOTOPBIX TAKUX BapUaHTAX pcajln3aliun Y f’f peaAcCTaBJIACT co00if HeoOS3aTEILHO 3aMCIICHHBIN
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Na
Y
Y~ //J\; o o
B HEKOTOPBIX TAKUX BapUaHTaX peaiM3allin Y peaAcCTaBJIACT CO6OI/I HeOGFBaTeJ’ILHO 3aMCIICHHBIN
N
f
Y\Y/ ; . .
B HekoTOphIX TakWX BapUaHTax peanu3aliu MIPECTaBISAET COOON HEOOS3aTeFHO 3aMEeIIEHHBIN
A

TI/Y\\Y YooY

<=

B mo06bix BapuaHTax ~y? S um Y ¥ ¢dopmynst (II) nmm (I1a), omrcaHHBIX B HACTOSIIEM JOKYMEH-
TE, R* BBIOpaH W3 Bomopoxa, rajorena, -CN, HeoOs3aTenpbHO 3amenieHHoro CgalKkuia, HeoOs3aTeNIbHO 3aMe-
meHHOro C ) ¢aNKOKCH HIIM 5-WICHHOTO TeTepOapHIla, HeoOsM3aTenbHO 3aMeIIeHHOro oqHiM win 6onee R''. B
HEKOTOPBIX BapHAHTAaX PealM3allii HACTOsImero n3obperenns R BoiGpan u3 Bogopona, hropa, xJopa, METHIIA,
JTHIIA, METOKCH, STOKCH MITH THA30JIHIIA.

B HEKOTOPHIX APYTHX BAPHAHTAX PEaNM3aIMH HACTOSILEro M300peTeHms aBa cocemunx RY coBmectHo ¢
aTOMaMH¥ YIIIepoja, K KOTOPBIM OHHU MPHCOCTUHCHBI, 00pa3yI0T KOHICHCHPOBAHHOE KOJBIIO, BEIOpaHHOE U3 HE-
0053aTENIPHO 3aMEIICHHOTO 5- WM O-WJICHHOTO TeTepoapwia WM He00s3aTeIbHO 3aMEIICHHOTO 5- win 6-
YJICHHOTO TETEPOLUKIIIIIA.

B HEKOTOPBIX BapHaHTaX pealu3alliy HACTOSIICIO U300PETCHUS YKa3aHHBIA HE00A3aTEIIEHO 3aMEIICHHBIH

5- unu 6-4JeHHBIN TeTe OIIUKIIHJI 00pa30oBaHHEII JABYMs COCCOIHUMU R4 COBMCCTHO C aTOMaMH yrjcpoaa, K Ko-
2 tl
R17

R17
[ (L, (X
o 0
TOPBIM OHU NPUCOCTUHCHEI, BBI6paH us3 ‘:‘J > ‘J‘rs P 0 rSJ: HNIn © “H > TAC Ka)K,Z[BIﬁ R” HC3aBH-

CUMO BBIOpaH W3 BOJOpOAa, HeoOs3aTeNbHO 3amenieHHOro Cj¢ajiKuia, HeoOs3aTeIbHO 3aMEIICHHOTO
Cs.gumkrnoankuna, Ce.joapiiia, HEOOA3aTeIBHO 3aMEIICHHOro omHuM ik Gomee R, Cs.izapankuna, Heobs3a-
TENBHO 3aMEIICHHOro OHNM Hin Gonee R, min Heobs3arensio 3amerennoro Cy saIKOKCHANKIIA. B HEKOTO-
PBIX TAKHX BapHaHTax peanmsamun R'’ BeIOGpan 13 Bogopoa, MeTwia, stina, -(CH,),OH mnu -(CH,),OCHs.

B HEKOTOPBIX PYTrUX TAKUX BapHaHTaX peaU3aluy HACTOSIICTO H300pEeTeH s YKa3aHHbIH He00A3aTeIbHO

( "
5 LR NLA ol N
<ZI£', <OI£’,<°I(#‘,[OE[;" , EOJ\;” w

3aMEILICHHBIA 5- WM 6-4JICHHBIH TeTepOLMKIWI BHIOpaH W3

|
OC
0" W
B HEKOTOPBIX IPYTUX TAaKUX BapHaHTaX peaM3aIK HACTOSIIETO H300peTeHNsT yKa3aHHBI HeOOsI3aTeIbHO

K\ N % O//\ N 3
HO <I P <I
3aMEIICHHBIA 5- WK 6-4JIeHHBINA TeTePOIMKIINIT BEIOpaH U3 o7 wm oY

B HEKOTOPHIX BapHaHTaX peasu3allii HACTOAIMIET0 N300pETeHU YKa3aHHBIH He00A3aTeIbHO 3aMEIIICHHBIN
5- W 6-4NeHHBIA TETEPOIUKIMI COJACPKUT OJMH WM Ooyiee 3aMecTHTeNel, BEIOpaHHBIX U3 C_caJIKWIa HITH
rajoreHa. B HEKOTOpPBIX APYTHX BapHaHTAaX peaNTH3aldd HACTOAIICTO HW300pPETeHUS YKa3aHHBIA 5- win 6-
YICHHBIH TETEPOLUKIIII HE 3aMeIIIeH.

B HEKOTOPBIX BapHaHTaX peau3alliy HACTOSIICTO U300PETCHUS YKa3aHHBIA HE00A3aTEIIEHO 3aMEIIICHHBIH

5- WM 6-4NeHHBIN rerepoapui, 06pa30BaHHLH>i JABYMsI COCEAHUMU R4 COBMECTHO € aTOMaMH yrjepoJa, K KOTO-
R18

\ - - iy 4

)51

phIM OHH TIPUCOCAWHEHEBI, BBIOpaH W3
/N\
O\ -
NN L 18

» T/Ie KOKABIH R'° He3aBUCHMO BBIOpaH M3 BOAOPOMAa, HEOOsI3aTeIbHO 3aMenieHHOro Cy_gallkuia, HeoOs-
3aTenbHO 3aMelneHHOTO C; glmkioankuna, Ce jpapuia, HeoOsS3aTeNbHO 3aMEIICHHOTO OJHUM Wid Oojee R",
C,.j4apankmia, HeoOs3aTeIbHO 3aMEUICHHOTO OJHMM WM 0OoJiee R", wim HeoGs3aTeNbHO 3aMELICHHOTO
C,_gaIKOKCHAIIKUIIA.

JIN
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B HEKOTOpPBIX TAKMX BapHaHTaX peammsamyy R'® BIGpan 13 BOKOPO/Ia HIH METHIIA.
B HEKOTOPBIX APYTHX TAKMX BapUAHTAX peall3alliy HACTOSIICTO N300peTCHHS YKa3aHHBIN He00s3aTeIbHO
3aMEIIEeHHBIN 5- WK 6-4JIeHHBIN TeTepoapuil BEIOpaH U3

\ H \ H
NENE,N\E,N\KN\%NENESEQE %
] / —N HN N
N | N | _ — NN N | Q| < o,
¢ ¢ ? BT S T A e e e
E > E ) > B > > NnJIin .

B HEKOTOPHIX BapHaHTaX peasu3alliy HACTOAIMICT0 N300pETeHU YKa3aHHBIH HE00A3aTeIbHO 3aMEIIICHHBIN
5- W 6-4JeHHBIA TETEPOIUKIMI COJACPKUT OJMH WM Ooyiee 3aMecTHTeNel, BEIOpaHHBIX U3 C caJIKWIa HIH
rajoreHa. B HEKOTOpPBIX APYTHX BapHaHTAaX pealTH3aldd HACTOAIICTO HW300pPETeHUS YKa3aHHBIA 5- win 6-
YICHHBIN TeTEPOLUKIII HE 3aMEIIICH.

B HEKOTOpBIX BapHaHTaX pean3alldiil HACTOSINETO H300PETCHUS 3aMECTUTEIh MPH S- MU 6-YICHHOM Te-
TepoapHIe WIH 5- HITH G-4ICHHOM TeTepOLHKIIIIIe, 00pa3oBaHHOM ABYMs cocenauMu R* coBMecTHO ¢ aTomamu
yriaepoja, K KOTOPEIM OHU MPUCOEIHHEHBI, BEIOpaH u3 Ci_gankuina, Ci_¢alIkOKCH, OKCO HIIU TajJoreHa. B HekoTto-
PBHIX IPYTHX BapHaHTaX pealn3alliil HACTOSIIETO M300pETCHHS yKa3aHHBIA 3aMECTHTCNb BHIOpDAH M3 METHUIIA,
¢dTopa mwu okco. B HEKOTOpBIX BapmaHTax peaju3allid HACTOSIICTO H300pETCHUS YKa3aHHBIH 3aMECTHUTEIb
MIPENICTaBIsIET COO0H OKCO. B HEKOTOPHIX TaKMX BapHaHTaX pea3allny YKa3aHHBIN 5- WK 6-4JIeHHBIN TeTepoa-

R17

| RV
L.

PHIL HITH 5- WITH 6-YIEHHBIH TeTEePOIMKIIII BRIOPAHBI U3 07" %
F|%17 R17
Os  N_ N
T o=
B HEKOTOpPBIX BapHaHTax 0" ¥ wm O™ R npencrabnsier coGoit anku.

B HEKOTOpBIX BapHaHTax peajr3allii HaCTOSIIET0 H300peTeHUs Z MPEACTABISET COOOM KHCIOPOI.

B HekoTOphIX BapHaHTaxX pealn3alié HACTOALICTO W300PETEHUS CBS3HM, NPEICTABIICHHBIC CIUIOMNIHON H
MYHKTUPHOM JTMHUSAMH, TIPEICTABIIIOT COOOH ABOMHBIE CBSI3U IIPH YCIOBHH, YTO, €CIIH YKa3aHHBII He00s3aTeb-
HO 3aMEIICHHBIN 5- WM 6-4JIeHHBIH TeTepoapui, 00pa30BaHHBIA JBYMS COCETHUMH R* coBmecTHO ¢ aToMamu

Ne ™ N ™ N 2
¥ oo ¥

Y
I

Sy
AN )\
TPEICTABIICHHBIX CIUTOMIHOM ¥ ITyHKTHPHON JIMHHUSMH, B ¥ 5’5 MIPEICTABISAET COOOH OUHAPHYIO CBS3b.
B HEKOTOPHIX BapuaHTaxX pealn3aluil HacTosmero uzoopereHus B popmyne (Ila) cBs3u, npencTaBicHHEIC
CIUTOITHON W MyHKTUPHOM JIMHUSAMH, MIPECTABISIOT COOOH TBOWHBIC CBS3HU. B HEKOTOPHIX TaKHX BapHaHTaX pe-
amm3anuu Coenuaenust opmyisl (II) Takxke mpeacraBaeHb! GopMyIton

yriaepoaa, K KOTOPbIM OHU NPHUCOCAUHCHBI, BLI6paH us3 > OJJHa U3 CBH3eﬁ,

Y-
T,/‘ \uY RZ
Yoo i
ITI z
R3
B HekoTophIxX Takux BapuaHTax peanusanuu Coequaenus Gopmyisl (I1a) Takke npencTaBiaeHb! GopMyToi
Y.
T% \|Y R2
Y;
\Y | AN
N z
R3

B HEKOTOpBIX BapHaHTaX pealn3alid HACTOAMIEro u3oopeTeHus coeaunenue Gopmynsr (11) BeIOpano w3
rpynimsl, cocrosimeit u3 Coenunenuit 163-216, 241-243, 245, 246, 248-252, 254, 255, 258-261, 263, 415-430,
432, 552-567, 629, 662 u 663, npeacTaBiecHHBIX B Ta0JI. 1. B HEKOTOPHIX APYruX BapHaHTaX pean3alliy Ha-
crosimero n3obperenus coenuaenne Gopmyisl (1) BeiOpaHo u3 rpymmsbl, coctosmieit n3 CoenquneHuit 163-216,
241-243, 245, 246, 248-252, 254, 255, 258-261, 263, 415-430, 432, 552-561, 566 u 629, mpencraBIeHHBIX B
Tabm. 1.
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®opmyma (III).
HexoTopbie BapraHTBI peaiu3aiuy HACTOSIIET0 H300PETCHUS, PACKPHITEHIC B HACTOSAIIEM JOKYMCHTE, OT-
HocsITes K coeauaeHnto Gopmyasl (I11), onvicanHOMY BhIIIIE, WK €ro (apMareBTHUECKA MTPUEMIIEMOU COJIH:

B HeEkOTOpBIX BapHaHTaX peaiu3aliy HACTOSIIETO M300PETCHUS, PACKPHITHIX B HACTOSIIEM JOKYMCHTE B
ornomennn Coenunennii popmynst (III), R’ BeGpan u3 rpymmsr, coctosmeit m3 -(CH,),-(Cq.joapuna),
-(CH,),-(5-10-anennoro rerepoapmuia), -(CH,),~(C;.jpkapoomumkiuna) u -(CH,),-(3-10-4JIeHHOTO TeTepOnnKIH-
11a), KaX/IbIi 13 KOTOPBIX HEOOM3aTeIbHO 3aMelieH oHnM 1in Gosee R i kaxmpiit R® HesaBucHMO BRIGpaH 13
TPYIIIEI, COCTOSIICH W3 TalloreHa, HeoOs3aTenbHO 3aMeleHHOTO Ci¢ankuia, HeoOs3aTeNbHO 3aMEIICHHOTO
C,_¢ankenuia, HeoOs3aTeNnbHO 3aMeneHHOro C, aIKuHMIIa, Heo0s3aTenbHO 3aMeleHHoro C_¢aIKuiITHO, HEOOs-
3aTeNbHO 3aMereHHOro C, g IKOKCHAIIKHIIA, He00sI3aTeIbHO 3aMeleHHOTO Cs.jokapOoIuKIIIa, Heo0sI3aTeIbHO
3amerenHoro Cg.jpapuia, -OR’, NRMR" R —C(O)Rg, —SOZR16 u -NO,.

B HEKOTOPHIX BAPHAHTAX PEANM3AIMN HACTOSIEro n3o0perenns R' BoIOpan u3 ranorena, C,ankima, He-
00s13aTEIBLHO 3aMEIIEHHOI0 OJHUM HIH 0oJiee R4, Ce.10apuiia, HeOOSI3aTEIILHO 3aMEIICHHOTO OJTHUM WK OoJiee
R*, wmut 5-6-aieHHOrO reTepoapuia, HeoOs3aTeIbHO 3aMEIIEHHOTO OJHUM HITH OoJiee R*. B HEKOTOPBIX BapHaH-
TaxX peannsaIii HACTOAIIEro m3o0perenns R' mpencraBmser co6oit Gpom win Grop. B HEKOTOPBIX BapHAHTAaX
peanusaMy HACTOAIIEro m306peTenns R' mpejacrapmser coGoil MeTHI, HeoOsS3aTEIbHO 3aMCICHHbIH OHIM
umn Goree R*. B HEKOTOpBIX BapHAHTAX pealn3allii HACTOSIIEro n300peTenns R' mpencrapmnser co60it METHIL.
B HEKOTOPBIX BapHAHTAX PeaH3allii HACTOAMEro u300peTernns R' npeacrasiser co6oit henn, HeoOA3aTETBHO
3aMeleH bl oHnM Wi Goee RY. B HeKOTOpBIX BapHaHTaX peannsalii HACTOSIIEro m3o0perenus R' mpex-
CTaBJSIET COOOUW MUPHIA3WHUI, HEO0A3aTeIbHO 3aMEIICHHBI OMHUM Hin OoJiee R*. B HEKOTOPBIX BapHaHTax
peaM3ay HACTOAIIETO M300pETCHUS R! MIpeNICTaBIseT co00i He3aMeleHHbIH (eHn. B HeKOoTOphIX BapHaH-
Tax peaH3aliy HACTOSIIEro n306peTeHns R' mpexcrapmsier co60it MMPasoIH WK | -MeTHIITHPA30IIII, HE0Os-
3aTeIbHO 3aMeIIeHHbI OMHIM WK Gonee RY. B HEKOTOPBIX BapHaHTax peaTH3aliii HACTOSIIETO H300PETCHHS
R* BBIGpaH 13 ragoreHa.

B HexoTOphIX BapmaHTaX peaH3alii HACTOAIIETO M300pPETEHUs, PACKPHITEIX B HACTOAIIEM JOKYMEHTE B
ornomennn Coenunennii popmynst (III), R’ BeGpan u3 rpymmsr, coctosmieit m3 -(CH,),-(Cq.joapuna),
-(CH,),-(5-10-anennoro rerepoapmuia), -(CH,),~(C;.jpkapoormkiuna) u -(CH,),-(3-10-4JeHHOTO TeTepOnnKIH-
11a), KaXKIbli U3 KOTOPBIX HEOOA3aTEILHO 3aMeIeH OJHNAM MM Goiee R’. B HEKOTOPBIX BApHAHTAX pealn3aiiii
HACTOSIIET0 H300peTeHus n paseH 0.

B HEKOTOpBIX BapuaHTaX pealu3alliii HACTOSIIETO M300peTCHHUS R? BeIOpaH u3 -(CH,),-(Cs.19apmia), He-
06513aTeTBHO 3aMEIIEHHOT0 OMHIM i Gonee R’.

B HEKOTOPHIX BAPHAHTAX PEAM3AINH HACTOSIEr0 H300peTeHmst R’ mpencTasisier co6oi heHm, Heobs3a-
TENBHO 3aMEIICHHbII OXHIM MK Gosiee R’. B HEKOTOPHIX APYrHX BapHAHTAX Pealn3alldil HACTOSIErO H306pe-
Ternst R npescraBisier coGoii He3aMeIeH DI (eHIII.

B HexoTOphIX BapmaHTaX peajH3alii HACTOAIIETO M300pPETEHHUs, PACKPHITEIX B HACTOAIIEM JOKYMEHTE B
orHourernn Coemuuennii dopmynst (III), R® mpexcraBmser co6oii Bomopox. B HEKOTOPBIX TAKHX BAPHAHTAX
peanmmzanuu ykazanHoe coeauaenne Gopmynsl (I1T) BeIOpano u3 rpymimsl, coctosimei n3 Coenunennit 576, 578,
590, 595, 611-613, 616, 618, 621-623, 637 1 638, npenCTaBICHHBIX B Ta0I. 1.

B mo6bix Bapuantax dopmyss (I11), omucaHHEIX B HACTOAMEM 1oKyMeHTe, R’ BRIGpan u3 mmaHo, raore-
Ha, Heo0s3aTeNbHO 3aMenieHHOro C| galKuiia WiId HeoOs3aTenbHO 3amelneHHOTO Cigankokcn. B HEKOTOpBIX
JPYTHX BAPHAHTAX PealM3allii HACTOAMIEro u306petenns R’ BrIOpaH U3 1HaHo, GTOp, XI0P, METHII, STHII, TOK-
CH, METOKCH, TPU(TOPMETII WU TPUPTOPMETOKCH. B HEKOTOPBIX BapHaHTaxX peajH3alii HACTOSIIETro u300pe-
ternst R° MIpeACTaBIsAeT COOOW 3TOKCH. B HEKOTOpPHIX BapHaHTaX pealu3alliil HACTOSIIETO HU300pETEHHS R’
MPEICTaBISIET COOOH TPUPTOPMETOKCH. B HEKOTOPHIX IPYTHX BapHaHTaX PEaM3aliy HACTOSIIETO H300pETeHUS
R’ npexncrasisier co60ii TH(GTOPMETOKCH.

B mo0eix Bapmantax ¢dopmynsl (I1I), ommcaHHBIX B HACTOSIIEM ITOKYMEHTE, KOJBIIO A BBIOpaHO W3
6-4ICHHOTO TeTepoapuiia, S-4JICHHOTO TeTePOUUKIIIIA MIN O-WIEHHOTO TeTEPOIMKIINIIA, KaXABIH M3 KOTOPBIX
HEO00s13aTENHLHO 3aMEILEH OTHUM WIH OoJiee R*.
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B HEKOTOpPBIX  TaKMX  BapUaHTaX  pealnM3aldd  KOJbIlo A  BHIOpaHO U3 o
R17
|
N 2N
/ z
L Y%y %
R17
I
N
|/
et A
N
e
anY

ZR10%8

» KQKIBIA U3 KOTOPBIX HEOOS3aTeIbHO 3aMEIICH OJHUM Win 0oJiee R*: u rae xaxzasiii R Hesasu-
cuMO BBIOpaH W3 BoOJIOpoAa, HeoOs3aTenbHO 3amemnieHHOTO C¢alKuiaa, Heo0sA3aTeNbHO 3aMEIICHHOTO
C;6lIUKIOQIKIAIA, HeoOs3aTenpbHo  3amemeHHoro  C, galIkOKCHANKHWIIa, HEeoO0sS3aTeabHO  3aMEIIEHHOIO
C-kap6okcwu, anuna, Cg jpapuiia, HeoO3aTeTLHO 3aMEIICHHOTO OJHUM HIH OoJiee R“, nm Co_j4apalikuiia, He-
00s3aTEIBLHO 3aMEIEHHOTO OIHUM HIIH OoJiee R'%

B HEKkOTOpBIX BapWaHTaX pealn3allid HACTOSIIEr0 W300peTeHHWs KONBII0 A  BBHIOpaHO U3

17
‘I? R17 R17
RU N 1 !
N Nﬁ N’S\ N’O\ N’N\ /N‘
. N-R'7 N | N | N | N NR'
% Y Y o (Y e L L s
A s s ‘H" P VLL" o~ i ‘11" pron P ) PN ) pri )
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N o N=\ _N “
L )\?N A Qe !
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HL P R wans R s R \111’ P ) an
oM\
=
WA +* , KaxIbII U3 KOTOPBIX HEOOA3aTENILHO 3aMEIEeH OHUM HJIN 0olee R,
B HekoTOpeIX BapHWaHTaX pealu3alldd HACTOSIIET0 HW300peTEeHUs KOJbII0 A  BBIOpaHO U3
R17 R17
! 1
B\ N N=\ N
N~ \ _pl7 =N
| N | N . N-R N R17
/‘\/{ / LL"L N
VLLL R ‘111' AV AN .11'" AN o
> > WA » KaX]IbIi M3 KOTOPHIX HEOOI3aTEIHHO 3aMEIICH OJHUM WIIH
4
6onee R”.
B HEKOTOPHIX BapHaHTaX pealn3aldy HACTOSIIETO H300pPETEHUs KOJBIO A MPEICTaBIIET COOON HeoOs13a-
TEIHLHO 3aMEIICHHBIN o
B HEKOTOPHIX BapHaHTaX pealn3alidd HACTOSIIETO H300PETEHUS KOJBIO A MPEICTaBIsIET COO0N HeoOs13a-
RY
N
TEIBLHO 3aMeEIeHHBIN S
B HEexoTOpBIX BapHaHTax pean3aliy HACTOSIIET0 N300pETEeHHUS KOJIBI0 A TIPECTaBiIsieT CO00i HeoOs3a-
R17
|
N
TEIHLHO 3aMEIICHHBIN S

B HCKOTOPBIX BapHaHTax pcain3allii HACTOALICTO I/I306peTeHI/I${ KOJIBIIO A MpeACTaBJIACT co0oii Heobs13a-
N-R17

S,
TCIBbHO 3aMCIICHHBIN .
B HCKOTOPBIX BapHaHTax pcaiM3allii HACTOAILICTO I/I306peTeHI/I${ KOJIBIIO A MpCACTaBJIACT co0oit HeoOs13a-

TCIBbHO 3aMeH16HHLII7[
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B HCKOTOPBIX BapHaHTax pcain3alun
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B HEKOTOPHIX BapHaHTaxX peann3anuu
-
R‘I7

X,
TCJIABHO 3aMCIIICHHBIN .
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B HCKOTOPBIX BapHaHTax pcaM3alnun
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HaCTOALICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii Heobs13a-

HACTOSIIETO U300PETEHUS KOJIBIIO A TpeacTaBisieT coboit Heobs13a-

HACTOALICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii Heobs13a-

HACTOSIIETO H300PETEHUS KOJIBIIO A TpeacTaBisieT coboit Heobs13a-

HACTOSIIETO H300PETEHUS KOJIBIIO A TpeacTaBisieT coboil Heobs13a-

HACTOAIICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii Heobs13a-

HACTOSIIETO U300PETEHUS KOJIBIIO A TpeacTaBisieT coboit Heobs13a-

HACTOAICTO I/I306peTeHI/I${ KOJIbIIO A OpeaACTaBIACT co0oii HeobsI3a-

HaCTOAIICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii Heobs13a-

HACTOALICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii HeobsI3a-

HACTOAIICTO I/I306peTeHI/I${ KOJIbIIO A OpeaAcCTaBIACT co0oii Heobs13a-

HACTOAIICTO I/I306peTeHI/I${ KOJIBIIO A OpeaAcCTaBIACT co0oii HeoOs13a-

B moGbIX BapHAHTaX KOJIbIA A, ONMCAHHBIX B HACTOSIEM JokyMerTe wis hopmysst (I11), R' BeiGpan u3
BOZOPOJIa, METWIIA, dTHJIA, W3omponmia, nukionponwmia, -(CH,),F, -(CH,),0H, -(CH,),0OCHj;, -(CH,),0OC,Hs,
-(CH,),0C;H;, -C(0)O'Bu, -C(O)CH; unu 6ensuna.
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B HCKOTOPBIX APYIrUX TAKUX BapUaHTaxX pe€alnu3aluu HaCTOﬂHlel"O I/I306peTeHI/I${ KOJIBIIO A BLI6paH0 us3
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KOTOPBIX HeO6H3aTeJ’ILHO 3aMCIICH OJHUM HJIN Ooiee R

B HeKOTOpLIX TaKuX APYrux BapUaHTaX peain3allui HACTOSALICTO I/I306peTeHI/I${ KOJIBIIO A BLI6paHO us3
R17

> KaXIBpIH U3

\ : L(NR” NR17 L( O:\\N
% h)\< a)\< ﬂ)\(
e »*, KaXIbIi M3 KOTOPHIX HEoOs3a-
TEJBHO 3aMEIICH OJHUM HIIN 6onee R,

B nr0651x Bapuantax dopmyist (I1I), OnucaHHbIX B HACTOSIIEM JOKyMeHTe, R’ BEIOpaH U3 ramoreHa, He-
o0s3aTenpHO 3aMenieHHOTo Cjgankumna, win C,4apalikiiia, HeoOs3aTeIbHO 3aMEIICHHOTO OJHHM WK OoJiee
R, wmm a RY, mprcoeiMHEHHBIX K OHOMY U TOMY e aTOMy, COBMECTHO MPECTABISIOT cob0ii 0kco. B Heko-
TOPBIX APYTMX BAPHAHTAX PEAM3aIlHH HACTOAIIEro n3obpererns R Boibpan u3 dropa, Metina, TpHPTOPMETH-
na MM GensHia. B HEKOTOPHIX BAPHAHTAX peaTH3alldy HACTOSIIEro M300peTenns aBa RY, mpucoemHeHHBIX K
OJTHOMY U TOMY € aTOMY, COBMECTHO IPEJICTABIISIOT COOOH OKCO.

B HEeKOTOpHIX BapHaHTaX PeaaH3ally HACTOSIICTO N300PETEHUS KOJBIIO A HE 3aMEIICHO.

B HEKOTOpBIX BapHaHTax peajn3allii HaCTOSIIET0 H300peTeHUs Z MPEACTABIAET COOOM KUCIOPOI.

B HekoTOpHIX BapHaHTaxX pealn3alid HACTOALIETO W300PETEHUS CBS3M, NPEICTABIICHHBIC CIDIONIHON H
MYHKTUPHOM JINHUSIMH, MIPEICTABISAIOT COOOW TBOWHBIEC CBSI3U IPH YCIOBHH, YTO, €CITM KOJIBLO A MpEACTaBiIsIeT

17 17 17
R R R
N\
I / )\< LX )\( )l/\/(N
A G 4 < T\ 3 3
coboit A > OJHA M3 CBSI3CH, NPCACTABJICHHBIX CIJIOIIHOH H

MYHKTHPHOH JINHUSMH, TIPE/ICTABIsIET cOOOH OILI/IHapHYIO CBS3b.
B HekoTophIX Takux BapuaHTax peanmsannu Coenunenus ¢popmyist (111) Taxoke npencrasineHsl popmynon
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B HeKkoTOpBIX BapHaHTaX pean3alid HACTOSAIIEro m300peTeHus coeaunenue ¢popmyssl (I11) Beiopano w3
rpymmsl, cocrosmiei n3 Coenunennit 29-63, 392-400, 568-628, 630-661 u 665, npencraBieHHbIX B Tadn. 1. B
HEKOTOPBIX IPYTUX BapHaHTaX peaju3alliyl HACTOsIIEero n3oopereHus coeaunenne ¢popmyisl (I11) BeiOpano u3
rpynmsl, coctosmei n3 Coequaennid 29-63, 392-400, 568-574, 577, 579-584, 586-589, 591-594, 596-608, 614,
615,617,619, 620, 624-626, 631, 634-636, 640, 642-655, 657-661, 665 1 669-695, npencraBieHHbIX B Ta0II. 1.

®Dopmyna (IV).

HekoTopble BapuaHThl peallu3alii HACTOSIIEr0 H300pEeTeH s, PaCKPBIThIE B HACTOSIIEM JOKYMEHTE, OT-
HOCsITCS K coeauaeHnto Gpopmydsl (IV), onmcaHHOMY BBIIIE, WK €70 (hapMaleBTUISCKH IPUEMIIEMON COJTH.

R2

B HEKOTOPBIX BAPHAHTAX PEATH3aLiH HACTOAIIEro n300perenns R' BLIGpaH U3 IPYIIIBI, COCTOSIIEH U3 BO-
nopona, Cy.¢alKuiIa, Heo0A3aTeIbHO 3aMEIEHHOr0 OXHUM MM Gonee R*, wmm S-unenHoro rerepoapuia, HeoOs-
3aTeIbHO 3aMEIIEHHOTo OHUM mn Gonee RY,

B HEKOTOPBIX BAPHAHTAX PEATH3ALMN HACTOAIIEro H3o0peTeHus R' BEIOpan u3 MeTwma, deHuma, mupaso-
JTa W | -MeTHINHPA30IHIa, KaXIblii 13 KOTOPBIX HEoOsM3aTebHO 3aMellieH ogHuM 1 6onee R*. B Hexoto-
PBIX BAPHAHTAX pealn3allii HACTOSIIEro n306peTenus R' mpencrasmser coboii MeTHI. B HEKOTOPBIX BapHaHTax
pea3any HaCTOAIIETO N300pETCHUS R! MIpeNICTaBIsAeT cO00 He3aMeleHHbI (eHn. B HeKOoTOphIX BapHaH-
Tax pearu3allii HACTOSIIET0 N300peTeHHUs R! MPECTaBIsAeT COOOH He3aMEeIICHHBIN MUPa3oIil. B HEKOTOPBIX
JIPYTUX BapHaHTaX peaau3allid HACTOSIIEr0 H300pETeHHS R! MpeacTaBiseT co00l  He3aMeleHHBIN
1-MeTuAnUpazoNuI.

B HEKOTOPHIX BAPHAHTAX PEANM3AINH HACTOAIIEro M300peTeHus R® BHIOPAH M3 BOJOPOAA MM HEOOs3a-
TeJIbHO 3aMeleHHOro C_saiKuia.

B HEKOTOpBIX BAPHAHTAX PEAH3aly HACTOSIIEro u300perenus Bee Y mpeacTasisior coboit CRY. B He-
KOTOPBIX JPYTUX BapHaHTaX pealii3alliy HACTOSIIEro W300pEeTEHUs 10 MCHBIICH Mepe ofuH Y TpeACTaBisIeT
co0oit azor.

B HEKOTOPHIX BAPHAHTAX PEANM3ALAN HACTOSIIEro H3o6pererns R* BoIOpan u3 ranorena, C,.qaKima mwin
C1.¢ATKOKCH. B HEKOTOPBIX BapHaHTaX peatn3alliy HACTOSIIEro n3o0perernst R BoIGpan 13 ropa mim MeTria.

B HexoTOpBIX BapHaHTax peann3aliuil HaCTOAIIETO n300peTeHus m paBeH 1. B HekoTOphIX BapuaHTax pea-
JM3aIMY HACTOSIIETo M300peTeHsS m paBeH 2. B HEKOTOPHIX BapHaHTaxX pealn3alii HACTOSIIETO M300peTeHHS
m paBeH 3.

B HEKOTOpBIX BapHaHTax peajn3allii HACTOSIIET0 H300peTeHHUs Z MPEACTABISAET COOOM KUCIOPOI.

B HEKOTOpPBIX BapHaHTaX pealn3aldd HACTOSIICTO M300PCTCHUS CBSI3HU, NPEICTABICHHBIC CIUIONIHON H
MYHKTUPHOW JTMHUSAMU, IPEJCTABISIOT COOOM IBOWHBIC CBSI3H.

B HEKOTOpBIX BapHaHTaX pean3alliil HACTOSIIETO M300peTeHus coenuuenune Gopmynsl (IV) BeIOpano w3
rpymmsl, coctosiei n3 CoennHenuii 21-26, npeacTaBIeHHBIX B Ta0I. 1.

Dopmyina (V).

HexoTtopbie BapraHTHI peau3alri HACTOSIIET0 M300pETeHNs, PACKPHITHIE B HACTOAIIEM JOKYMEHTE, OT-

HOCSITCS K coequHeHNIO0 popmyrs (V), OMCaHHOMY BHIIIIE, WITH €r0 (hapMaIleBTHIESCKH MPUEMIIEMOM COJIH:
RZ

)

B HEKOTOpBIX BapHaHTax peaau3alliy HACTOSIIETO M300PETeHUS KaXKIbIid R’ He3aBHCHMO BEIOpaH U3 BO-
nopona, C_saJIKHIIa WITH -OR’.

B HExoTOpHIX BapHaHTaX peau3alliil HACTOSIIETO M300pPETCHHS KaXKIbIit R’ MpeCTaBIsgeT cO00i BOJIO-
pou.

B HEKoTOpBIX BapWaHTaxX peAM3allMd HACTOSIIETO H300peTeHUs R’ MPENCTaBIsAET COOOM
-(CH,),-(Cs.10apmin), HEOOSI3aTEIBHO 3aMEIICHHBIA OJTHIM WK OoJiee R’. B HEKOTOPBIX BapUaHTax pean3aluu
HACTOSIIETO M300PCTCHUS R’ MpeJCTaBIsIeT cO00H (peHmI, HeoOs3aTeIEHO 3aMEIICHHBIN OHUM HITH 0oJee R’.
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B HEKOTOPBIX APYIHX BapHAHTAX PeaH3allid HACTOSIIEro H3o0pereHus R’ mpejpcraBmser coGoi HezaMeleH-
HBIH heHmII.

B HEKOTOPBIX BAPHAHTAX PEATH3AIH HACTOAIMIETo M306peTeHns R’ BRIOpaH M3 Taorena, HeoOsI3aTeIBHO
samementoro C_saikuia, HeoOs3aTenbHo 3amereHHoro Cy gankokcnankma, -OR’ wim -NR'“R". B HEKOTOPBIX
BAPHAHTAX PeaTH3aINi HACTOAIIEro m3o0perenns R® BEIOpan n3 hropa, X10pa, METHIIA, STHIIA, METOKCH, STOK-
cu, Tpudropmernia, Tpupropmerokcu, -NHCH3, -NH, wmn -NHC(O)CH;. B HekoTOphIX BapHaHTax peain3a-
LMY HACTOSIIIIEro H300pererust R® mpecTaBisier co6oil TpHTOPMETOKCH.

B HeEKoTOpBIX BapWaHTax peaau3alliid HACTOAIIETO HW300peTeHUs KOJBII0 A TIpeACTaBiIsSeT coOoi
Cs-KapOOLMKII, HEoOsM3aTeNbHO 3aMEICHHEIH OXHHM Hin Gomee RY. B HEKOTOpHIX BapHaHTax pean3aluy
HACTOSIIETO M300peTeHHs KONBIO A mpenctaBisieT co0oit Cy-KapOOUMKIIII, HEOOSI3aTeNBHO 3aMEIICHHBIA OJ1-
HuM 1 Gonee R*. B HEKOTOPBIX JPYrHX BapHAHTAX PEANM3aIlHH HACTOSIIETO H300PETEHHs KOMBLO A He 3a-
MEILEHO.

B HEKOTOpBIX BAPHAHTAX PeaTH3alMK HACTOAMEro n300peTenns R* BrIGpan U3 rajorena, Heo6A3aTeIBHO
3ameneHHoro C ¢alIKiiIa, Heobs3aTeNbHO 3aMerieHHoro C ¢alKOKCH HIIM He3aBHCHMO aBa R’, mpucoenuneH-
HBIX K OTHOMY B TOMY € aTOMY, COBMECTHO IPE/ICTABIIAIOT COO0H OKCO.

B HEeKoTOpHIX BapHaHTaX peajH3aliyd HACTOAIIETO M300peTEeHMs KOJBIO A TpeAcTaBisieT coOoil HezaMme-
meHHbIN Cs_7KapOOIKITHIL.

B HEKOTOpBIX BapHaHTax peajn3alliil HaCTOSIIET0 H300peTeHUs Z MPEACTABISAET COOOM KUCIOPOI.

B HekoTOpHIX BapHaHTaX pealn3alliél HACTOAILIETO W300PETEHUS CBS3M, NPEICTABIICHHBIC CIUIOMIHON H
MTyHKTHPHOH JTUHUSMHU, TIPEACTABIISAIOT COO0# TBOMHBIC CBS3H.

B HekoTOpBIX BapHaHTax pealu3allid HACTOSAIICTo W300peTeHus coeauHeHue (Gopmyibl (V) BeIOpaH u3
rpymnsl, coctosiei 3 CoennHenuii 27 n 28, mpeacTaBiIeHHbIX B Ta0II. 1.

®opmymna (VIa).

HexoTopbie BapraHTBI peaiu3aiud HACTOSIIET0 H300PETCHUs, PACKPHITEHIC B HACTOSAIIEM JOKYMCHTE, OT-
HOCATCS K coenuHeHuto ¢popmydsl (VIa), omucanHomy BL2IHIG, WK ero (hapMaleBTHYCCKU MIPUEMIICMO COJIH:

(VIa)

B HEKOTOpBIX BapuaHTaxX peaM3allMd HACTOSIIETO  H300peTeHUs R! MPENCTaBIsAET COOOM
C4-KapOOoIMKIINII, He00sA3aTeIHbHO 3aMEIIEHHBIN OJTHUM I 0oJiee R,

B HEKOTOpBIX BapWaHTaxX peaM3allMd HACTOSIIETO H300peTeHUs R! MPENCTaBIsIET COOOM
Cs-KapOOLMKITII, HE0OA3aTeIBHO 3aMEIIeHHBIH OTHIM Ml Gosee R,

B HEKOTOPHIX BapHaHTAX pealM3alld  HacTosmero m3obperenmss R' —mpexacrasmser  coboit
C¢-KapOOLMKITII, HE0OA3aTeIHHO 3aMEIIeHHBIH OTHIM Ml Gosee R,

B HEKOTOpBIX BAPHAHTAX PeaTH3allMy HACTOAMIEro n300peTenns R* BrIGpan U3 rajorena, Heo6A3aTEIHHO
3amenieHHOTO Ci_galIKuiIa Wik Heo0sA3aTeIbHO 3aMeIeHHOTO C_¢alTIKOKCH. B HEKOTOPBIX BapUaHTaX peanu3aliiu
HacTosImero n3obperenns R* BeIOpan U3 hropa, XIopa, METHIIA, METOKCH, STOKCH, TPU(GTOPMETHIA WIH TPH(D-
TOPMETOKCH.

B HEKOTOPBIX APYTHX BAPHAHTAX PEAM3ALIH HACTOAIIETo n300pereHms R He 3amerneH.

B HEKOTOpPBIX BAPHAHTAX PEAIM3ALMH HACTOSIICTO H300PETEHMs KaX /bl R® HE3aBHCHMO BHIOPAH M3 BO-
JIopojia, TajoreHa, Heo0s3aTenbHO 3aMenieHHoro Ci_gasKuia, -OR® wmm -NR°R’. B HEKOTOPBIX BapHaHTaX pea-
JNIM3AIMH HACTOSIIEro m3o0perTeHmst R” mpencTaBiusier coGoii BOZOPOA. B HEKOTOPBIX BapHAHTAX pEalM3aLlii
HACTOSIIEro M306peTenus R” mpeacTaBiser co6oif raores.

B HEKOTOpPBIX BAapHAHTAX PEaNM3AIIHH HACTOAIIETO M300peTenns R® mpeactapiser coboil HEOOA3ATEIBHO
3amemennblit Cpqalkil. B HEKOTOPBIX BAPHAHTAX PeaH3alii HACTOAIIEro H300peTeHus R* mpeacTapmser co-
ot MeTHI. B HEKOTOPBIX APYrMX BAapHAHTAX peaTH3alliM HACTOSIIEro m306perenns R” mpeiacraBmser coGoit
TPUPTOPMETHIL.

B HEkOTOpBIX BapuaHTax pealu3alliii HACTOSINETO M300peTCHHS R? BeIOpaH u3 -(CH,),-(Cs.19apmia), He-
00513aTeIBHO 3aMEIIEHHOT0 OHNM 1 Gosee R’. B HEKOTOPHIX BapHAHTAX PeaTH3allii HACTOSIIETO H300peTe-
uust R® mpejicraBisier co6oif herHm, HeoOs3aTeIbHO 3aMelIeHHBIH 0XHIM Hin Gosee R’.

B HEKOTOpBIX BAPHAHTAX PEaTH3AlMK HACTOSMIEro n3006peTerns R® BHIOPAH U3 raoreHa, HeOOA3aTEIBHO
samementoro C_saikuia, HeoOs3aTenbHo 3amereHHoro Cy gankokcnankma, -OR’ wim -NR'“R". B HEKOTOPBIX
BApHAHTAX PeATH3alliy HACTOAIIEro H3o0peTenus R’ BBIOpaH 13 (Topa, XI0pa, METHIIA, STIIA, METOKCH, ITOK-
cu, tpupropmermna, Tpudropmerokcu, -NHCH;, -NH, unu -NHC(O)CHj.

B HEKOTOpBHIX BAPHAHTAX PeaTH3alMH HACTOSMIEro H300peTenns R’ mpeactaBuser coboil HesaMemeHHbIi
(enn.

B HEKOTOpHIX BapHaHTaX PeaH3alMy HACTOSIICTO U300PETeHUs Z PEACTaBIIeT COO0H KUCIOPO/.
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B HEKOTOpPBIX BapHaHTaX pealu3alldd HACTOSAIICTO M300PCTCHUS CBSI3U, NPEICTABICHHBIC CIUIONIHON H
MYHKTUPHOW JTMHUSAMU, IPEJCTABISIIOT COOOM IBOWHBIC CBSI3H.

B HEexoTOPHIX BapHaHTaxX peaau3allii HaCTOSIIETO N300peTeHus coenuuenue hopmyinl (VIa) BeIOpaHo u3
rpynisl, cocrosien n3 CoequHenuii 64-66, mpeacTaBIeHHBIX B Ta0M. 1.

Dopmyna (VII).

HekoTopble BapuaHThl pealu3alii HACTOSIIET0 H300pEeTeH s, PACKPBIThIE B HACTOSIIEM JOKYMEHTE, OT-
HOCsITCS K coequaeHnto Gpopmyasl (VII), omucanHoMy BBITIE, WK €T0 (hapMaIieBTHIESCKH MPUEMIIEMON COJIH:

(VID)

B HEKOTOPBIX BAPHAHTAX PEANM3AIMH HACTOSIIEr0 M300PEeTeHHs Ka/abiii R? HE3aBHCHMO BHIOPAH M3 BO-
JIOpoJa, ranoreHa, Heods3aTenbHO 3amelienHoro C gankmia, -OR’ um -NR°R’. B HEKOTOpBIX BapHaHTax pea-
JIM3aIMK HACTOSIIEro m300peTenms R’ mpencTaBiser coGoii Bomopod. B HEKOTOPHIX BapHAHTAX pealH3aluu
HACTOAIIEro m300peTerns R” mpencTaBiser co6oil ramoreH. B HEKOTOPHIX BAPHAHTAX PeaTH3AlMU HACTOSIIETO
u306peTenus R” mpecTapiseT coboii HeobsM3aTeNbHO 3aMeneHnbIH C kil B HeKOTOPIX APYrHX BapHaHTaX
pean3aum HACTOSIIEro H306peTeHns R” mpencTapiseT co60i METHIT Ml TPUGTOPMETHL.

B HEKOTOpBIX BapuaHTaX pealu3alliii HACTOSINETO M300peTCHHS R’ BeIOpaH u3 -(CH,),-(Cs.19apmia), He-
006s13aTeNTHO 3aMEIEHHOro OHIM mitH Gosee R’. B HEKOTOPHIX BapHaHTaxX pealn3aldi HACTOSIETO H300peTe-
uust R® mpejicraBisier co6oit heHm, HeoOM3aTeIBHO 3aMeIICHHBIH 0XHIM Hid Gosee R’.

B HEKOTOPBIX BAPHAHTAX PEATH3AINH HACTOAIMIEro M306peTeHns R’ BHIOpaH M3 Tamorena, HeoOI3aTeIBHO
samementoro C_saiKuia, HeoOs3aTebHo 3aMmereHHoro Cy gankokcnankma, -OR’ wm -NR'“R". B HEKOTOPBIX
BAPHAHTAX PeaTH3alNH HACTOAIIEro m3o0perenns R® BEIOpan n3 hropa, X10pa, METHIIA, STHIIA, METOKCH, STOK-
cu, tpupropmermna, Tpudgropmerokcu, -NHCH;, -NH, unu -NHC(O)CHj.

B HEKOTOpPBIX BApHAHTAaX peau3allii HACTOAIIEr0 M306peTeHus R’ mpencTapiser co6oii He3aMeleHHbIH
(enn.

B HexoTOpBIX BapHaHTaxX peanu3aliy HacTosmero nzodperenus Q npencrasiser coboit C(O). B HekoTo-
PBIX IpYTUX BapuaHTax pealn3aluy Hactosmero usobperenus Q mpencrasisier coboi S(O),. B HekoTOphIX Ba-
pHaHTax pealn3aliy HacTOSIIETro H300peTeH s t cocTaBisieT 2.

B HEKOTOPHIX BAPHAHTAX PEaH3aIlii HACTOSIIEro n3o6perenms R'® BEIOpan n3 HeoBA3aTeIbHO 3aMeIIICH-
Horo C;_sankuna, Cggapriaa, HeOOs3aTEILHO 3aMEIIEHHOTO OJHUM HJTH OoJiee R“, C.14apankuia, HeoOs3aTeIb-
HO 3aMEIEHHOTO OJHNM WIH OoJiee R”, NR"”R" wm -OR’. B HEKOTOPBIX BapHaHTaX peain3allii HaCTOAIIETO
m3o6perenns R' mpencraisier coboii HeoGs3aTenbHO 3aMelneHHbIH Cankil. B HEKOTOPBIX BAPHAHTAX pea-
JIM3AIHAH HACTOSIIEro u306perernst R'® BoIOpam 13 MeTHIIa, STHITA, MPOMIIA, H30MPONIIA WK GyTHIa. B Heko-
TOPBIX BAPHAHTAX PealM3alii HacTosiero u3obperenns R'® mpencrasmser coboii hennt, HeoGA3aTEIBHO 3a-
MeIIeHHbIH oHUM miH Gonee R''. B HEKOTOPBIX APYTHX BapHAHTAaX pealu3alliy HACTOsIIEro n3ooperenns R'®
NPE/ICTaBIsIET cO00W He3aMeIleHHBIH (eHWI. B HEKOTOpBIX BapHaHTax pealM3alliy HACTOSIIETO U300peTeHHs
R'® npexcraBnser coboit GeHsw, HeoOA3aTENBHO 3aMelIeH bl oM win Gonee R''. B HeKoTOpBIX Apyrux
BapMAHTAX peau3allii HACTOAIIEro m3o0perenns R'C mpencrasser coboii HesaMemeHHbIH Gen3mi. B HekoTo-
PBIX BApHAHTAX PealM3alluy HACTosAMmEro u3obperenus R'® mpencrasnser codoit -NR'’R". B HekoTophIx Bapu-
aHTaX peaNn3aliy HACTOSIIEro M300peTernns kaxapii u3 R'> n R HesaBncHMO BEIOpaH W3 BOZOPOJA I He-
o6s3aTenbHO 3ameteHHoro C) ¢ankmia. B HEKOTOPHIX BAPHAHTAX PEATH3AIMH HACTOSAMEro m3obperenms R'C
npecTaBiIsieT co6oii -OR’. B HEKOTOPBIX BapHAHTAX pealn3alii HACTOSIIEro n306pererus R’ BHIOpaH 3 BO-
JIOpOJia WM HeoOsM3aTeNbHO 3aMerieHHoro C) ¢ankmina. B HeKOTOPBIX APYTHUX BapHaHTaX peaan3alii HaCTOAIIE-
ro m3o6perenns R’ BEIOpaH M3 METHIA, STHIIA, TIPOIIMIIA, H3OMPOITHIIA WIH OyTHIIA.

B HEKOTOpHIX BapHaHTax peaan3alliil HaCTOSIIET0 H300peTeHUs Z MPEACTABISET COO0M KUCIOPOI.

B HEKOTOpBIX BapHaHTax peajn3alliy HACTOSINEr0 M300pETeHUs CBS3U, NPEICTaBJICHHBIEC CIUIOIIHON H
MYHKTHPHOH JINHUSMH, TIPE/ICTABIISIIOT COOO0M BOMHBIE CBA3H.

B HekoTOpHIX BapuaHTax peann3aliu HacTosIIero m3ooperenus coeannenne Gopmyist (VII) BeiOpano u3
rpymmsl, coctosiei n3 CoennHenuit 67-76, npeAcTaBICHHBIX B Ta0. 1.
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®opmymna (VIb).
HexoTopbie BapraHTBI peaiu3aiud HACTOSIIET0 H300PETCHUS, PACKPHITEHIC B HACTOSAIIEM JOKYMCHTE, OT-
HOCSITCS K coequaeHnto popmynsl (VIb), omucanHoMy BBITIIE, WK €r0 (hapMaIleBTHICSCKH MPUEMIIEMOM COJTH:
2

(VIb)

B HEKOTOPBIX BApHAHTAX PeaTH3alMN HACTOAIIEro n306perenns R' BoiOpan u3 C)qanknia, HeoOA3aTeTBHO
3aMEIICHHOTO OJHUM HIIH 00Jiee R4, Cs.10apmiia, HEOOS3aTEIBHO 3aMEIIICHHOTO OJTHUM HJIH OoJiee R4, nin 5-10-
YIIEHHOTO TeTepOapHIIa, HE0OA3aTETLHO 3aMEICHHOT0 OHIUM MM Goiee R*. B HEKOTOpBIX BapHAHTAX peasi3a-
IIMM HACTOSIIEro m300peTerns R' Boibpan us C,_gankua, HeoOM3aTeIbHO 3aMEIIEHHOT0 oqHIM 1 Goree RY. B
HEKOTOPBIX IPYTHX BapHAHTAX PealM3allid HACTOSAIIEro M3o0peTenns R' BHIOpaH M3 MeTHIIA, STHIA, POITHIA
MM H30TPONAIA. B HEKOTOPHIX APYrHX BapHAHTAX peaTH3alldd HACTOAMIEro m3o0perenns R' mpencraiser
c060ii heHMIT, HeOB3aTEIPHO 3aMCIICHHbIH oxHIM MWiH 6onee RY. B HekoTOpBIX BapHaHTaX pealn3alii Ha-
crosimero u3o0perenust R' BEIOpaH W3 5- WM 6-4ICHHOTO IeTepoapuia, KaIblii H3 KOTOPBIX HE0OM3aTeIBHO
3aMerieH ogHEM Hii Gosee R, B HEKOTOPBIX APYrHX BapHaHTAaX Pealn3aliy HACTOSAIIEro u300peTerns R' BbI-
OpaH W3 MUPa30JIMIa WU | -METHIITUPA30JIMIa, KAKIBIA U3 KOTOPEIX HE00s3aTeIbHO 3aMEIeH OJTHAM WIIH OoJiee
R*. B HEKOTOPBIX JIPYTUX BapHaHTaX pean3alliy HACTOSIIETO N300pETCHHS R' He 3amemeH.

B HEKOTOpPHIX BAPHAHTAX PEATH3ALMH HACTOAIIEro m3o0perenns R BhIGpan M3 ramorena wim Heobs3a-
TENBHO 3aMeIeHHOr0 C ¢alKiiIa. B HEKOTOPHIX BAapHAHTAX PEATH3allMy HACTOAIEro m3obperenns R mpen-
CTaBIsET co0OM QTOp.

B HEKOTOpPBIX BAPHAHTAX PEANM3AIHH HACTOSIIETO H300pETEHHs KaX/IbIii R® HE3aBHCHMO BHIOPAH H3 BO-
JIOpoJia, TaJloTeHa WM HeoOs3aTelnbHO 3aMmelieHHOTo Ci¢almkmia. B HEKOTOPHIX BapHaHTaX peaju3alid Ha-
crosmero u3obperenns R” mpeacraBiser co6oit BOIOPO.

B HEKOTOpBIX BapuaHTaxX peAM3alMd HACTOSIIETO H300peTeHUs R’ MPENCTaBIsIeT COOOM
«(CH,);4~(Cé.10apHi), HEOOS3aTENBHO 3aMEIICHHBII OXHIM Wik 6onee R’. B HEKOTOPBIX BapHAHTAX PeaIH3aliy
HacTosimero m3odperenus R mpexacrapmsier co6oii -(CH,),4-beHn, HeoGsM3aTenbHO 3aMEIICHHBI OXHIM HITH
Gonee R’. B HEKOTOPBIX IPYTUX BapHaHTAX peaju3alldil HACTOSIIET0 N300peTeHUS R’ He 3ameren. B Hekoro-
PBIX BAPHAHTAX PeATH3allii HACTOSIIEro m300pererns R’ mpexcrasmsier coGoi -(CH,)-denn, Heobs3aTebHO
3aMeleH bl oM win Goee R’. B HEKOTOPBIX BapHAHTAX peajM3aIliil HACTOSIIETO0 N300peTeHUS R’ npea-
ctaBnseT co6oii -(CH,),-(eHmn, HeoOs3aTebHO 3aMelleH bl oqHuM Wi Gonee R’. B HEKOTOpBIX APYrux Ba-
PHAHTaX peaNn3alii HACTOSIIEro n300peTenns R’ He 3amerten.

B HEKOTOpHIX BAPHAHTAX PeaTH3alMK HACTOAMIEro H300peTenns R’ BHIOpaH U3 rajorena, HeOOA3aTEIHHO
3amerneHHoro Ci_ankuia, HeoOs3aTeabHO 3aMelleHHOTO C, gaIKOKCHANIKHIIA, —ORS, —C(O)R8 wm -NR''R”. B
HEKOTOPBIX APYTHX BapHAHTAX PealH3alliH HACTOSIIEro m3obperenns R’ BeGpaH m3 (Topa, XT0pa, METHIA,
JTHIIA, METOKCH, 3TOKCH, TpUPTOpMeTHna, Tpudropmerokcy, -C(O)CH;, -NHCH3, -NH, wiu -NHC(O)CH;.

B HEKOTOpBIX BapHaHTax peajn3allii HaCTOSIIET0 H300peTeHHUs Z MPEACTABISAET COOOM KUCIOPOI.

B HekoTOphIX BapHaHTaX pealn3alliél HACTOALIETO W300PETEHUS CBS3HM, IPEICTABIICHHBIC CIUIOMIHON H
MTyHKTUPHOHN JTUHUSIMH, TIPEACTABIISAIOT COO0H TBOMHBIC CBS3H.

B HekoTOpBIX BapHaHTaX peasiM3aliy HACTOSAIIEro n3o0pereHus coenqunenue Gopmynsl (VIb) BeiOpan u3
rpynisl, cocrosmen n3 CoequHenwnii 77-80, mpeacTaBieHHBIX B Ta0m. 1.

Dopmyna (VIII).

HexoTopbie BapraHTBI peaiu3aiud HACTOSIIEr0 H300PETCHUS, PACKPHITEHIC B HACTOSAIIEM JOKYMCHTE, OT-
HocsATCs K coenuHeHuto ¢popmydnl (VII), onmrcanHoMy BbIIIe, Wi ero (hapMaleBTHYCCKU MPUEMIIEMOH COITH.

R17

(VHI)

B HekoTOphIX BapHaHTaxX peau3alny HACTOSIIET0 N300peTEeHUS R’ BBIOpaH M3 HEOOSI3aTEIHHO 3aMEIIeH-
Horo Cj_ankmia wim -(CH,),-(Cq.jpapua), HeoOs13aTEIHO 3aMEIEHHOTO OJHUM WU Oolee R’. B HEKOTOPBIX
BapHaHTaX pealu3alliy HACTOSIIEro N300peTeHUS R’ npenctapiser coooi -(CH,),~(Cq.jpapmin), HeoOsI3aTEITHHO
3aMeIeHHbIi oxHuM mtn Goiee R°. B HEKOTOPBIX BapUAHTAX PEalM3allMy HACTOSIIETO U300pETEHU R’ npen-
CTaByIseT co60i (eHMI, HeoOI3aTENBHO 3aMeIEeHHbIH oTHIM WK Gonee R’.

B HEKOTOpBIX BapHaHTaX peaM3alliil HACTOSINETO M300PCTCHUS R’ BBIOpAH W3 rajioreHa, HeoOs3aTeIbHO
3amerneHHoro Ci_ankuia, HeoOs3aTeabHO 3aMelleHHOTO C, gaIKOKCHANIKHIIA, —ORS, —C(O)R8 wm -NR''R”. B
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HEKOTOPBIX JPYTHX BapHAHTAX PealH3alliH HACTOSIIEro m3obperenns R’ BeIGpaH m3 (ropa, XI0pa, METHIA,
9THJIA, METOKCH, 3TOKCH, TpupropmeTmna, Tpupropmerokcu, -C(O)CH;, -NHCHj;, -NH, wimu -NHC(O)CH;. B
HEKOTOPBIX BapHaHTaX pealn3alyuy HacToAIeTo n3o0pereHus R npeacrasmser coboit TpudTopMeToKCcH.

B HEKOTOPHIX APYTHX BAPHAHTAX PealH3allii HACTOSAIIET0 H306peTeHms R’ mpencrapmsier coboil Hesame-
IIICHHBIN (EHIIL.

B HEKOTOPHIX BAPHAHTAX PEaNM3aLMK HACTOSIIEr0 M306peTenms R’ mpencraBiser coGoii HEOGS3ATETHHO
3amerennblil C_¢alkiT. B HEKOTOPBIX APYrHX BAPHAHTAX PEaH3aIlii HACTOSIIEro n3o0perenns R’ mpencras-
s1eT coboi C_galIKuII.

B HEKOTOPHIX BAPHAHTAX PEaNM3aIH HACTOSIIETO H300peTeHns Kax/pii R'7 He3aBHCHMO BBIOPAH U3 BO-
JIOpoJia, TaloreHa, Heo0s3aTeIbHO 3aMenIeHHOro Cj ¢ajKWiia WK OKCO. B HEKOTOPBIX BapUaHTaX peau3alliu
HACTOSIIIIEr0 M300peTeHus Kaxablit R' npecraBmiseT coGoil BOJOPO.

B HEKOTOPHIX BapHAHTAX PEaTH3alliy HACTOAMIEro H300peTeHus aa cocenunx R'7 coBMecTHO ¢ aToMamu
yriaepoja, K KOTOPBIM OHU TPUCOCIMHEHBI, 00pa3yIOT KOHACHCUPOBAHHKIA (DEHWII, HEOOSI3aTeIbHO 3aMCIICHHBIH
onHuM i Gonee R*. B HEKOTOPBIX APYrHX BapHAHTAX PEATH3ALMM HACTOSIIETO H300PETEHHS 1O MEHbIICH
mepe ogua R'7 npencrapister co6oii okco. B HEKOTOPEIX BapHAHTAX PEaN3aLMK HACTOSIIEr0 H300PETEHNUS 110
MEHbILIEH Mepe OANH R" MIPEICTaBIsAET cOOON HeoOsA3aTenbHO 3aMemeHHbIH C ¢kl B HEKOTOPBIX BapuaH-
TaxX peaju3alyy HaCTOAIIETO N300peTeHNs YKa3aHHBIH KOHICHCUPOBAHHBIN (DEHIIT HE 3aMeIIIeH.

B HEKOTOPBIX BAPHAHTAX PeaTH3alNi HACTOSIIET0 H300peTeHns aBa coceaunx R'7 coBMecTHO ¢ aToMamu
yriaepoaa, K KOTOPEIM OHH IIPUCOEIMHEHBI, 00pa3yloT KOHISHCHUPOBAHHBIN 5-0-1IeHHBIN reTepoapui, Heoos3a-
TENBHO 3aMeIIeH bl oqHAM Wi 6onee R*. B HEKOTOPBIX BAPHAHTAX peaH3aIlii HACTOSIIEr0 H300PETEHHS 110
MenbIreit Mepe omui R'7 mpencrapiser coboit okco. B HEKOTOPEIX BAPHAHTAX PEaNH3AIINH HACTOSIIErO H300pe-
TEHUS 110 MEHBIIEH Mepe OANH RY MpeaCcTaBIsIeT cO00M HeoOs3aTeNbHO 3aMeneHHBIH C | ¢adkui. B HEeKOTOpBIX
BapHaHTaX pean3allii HACTOSAMICTO N300PETEHUS YKa3aHHBIA KOHICHCUPOBAHHBIN 5-0-4JICHHBINA TeTepoapuil He
3aMellIeH.

B HEKOTOPHIX BAapHAHTAX PEATH3ALMH HACTOAIEro M300pereHus R* BHIOpaH W3 ramoreHa MM Heobs3a-
TeNBHO 3aMerieHHoro Cy_ganKuia.

B HekoTOpPHIX BapHaHTax pealu3aliy HACTOSIIETO H300peTeHns n paBeH 0. B HEKOTOPHIX APYTHX BapHaH-
TaxX pearu3aliy HaCTOAIIEr0 H300peTeHns n paBeH 1. B HEKOTOPHIX Ipyrux BapHaHTaxX pealn3alliil HaCTOAIIC-
T0 U300peTEeHHs N paBeH 3.

B HEKOTOpHIX BapHaHTax peajn3allii HaCTOSIIET0 H300peTeHHUs Z MPEACTABISAET COOOM KHCIOPOI.

B HEekoTOpBIX BapuaHTax peanu3anny HacTosmero n3odperenus coequaenne Gopmyssl (VIII) BeiOpano u3
rpymnsl, coctosiei n3 Coennnennii 81, 82 u 513-519, npencraBieHHsIx B Tadur. 1.

Dopmyna (IX).

HexoTopbie BapraHTBI peaiu3aiuy HACTOSIIET0 H300PETCHUS, PACKPHITEHIC B HACTOAIIEM JOKYMCHTE, OT-
HOCATCS K coenuHeHuto (hopmydnl (IX), onmucanHoMy BBIIIE, WK €ro (hapMaleBTHYCCKH MPUEMIIEMO# COTH:

R2
R! R2
ITI Z
R3
(IX)

B HEKOTOPBIX BApHAHTAX PeaTH3alMN HACTOAIIEro n306perenns R' BoiOpan u3 C)_qanknia, HeoOA3aTeTBHO
3aMEIEHHOI0 OJHUM MIN 00Jiee R4, Cs.10apuia, Heo0A3aTEeTHLHO 3aMEICHHOTO OJHUM I OoJiee R4, win 5-10-
YIIEHHOTO IeTepoapHiIa, HeoOM3aTENbHO 3aMEIIEHHOT0 OMHAM Wik 6onee RY. B HEKOTOPBIX BapHaHTaX peanusa-
MU HACTOSIIETO M300pEeTECHUS R! npeacTaBisieT cobol CgalKwI, HE00A3aTeIHHO 3aMEIIEHHBIH OJHUM WIIH
Gonee RY. B HeKOTOPBIX BapHaHTaX peanm3alii HACTOSMIEro m3obperenns R' mpencraBmster co6oii Ce.joapu,
HEoOs3aTeIIbHO 3aMEIICHHBII OHIM Ml Gonee RY.

B HEKOTOPBIX JAPYTHX BAPHAHTAX PealM3allid HACTOSIIEro m3obperenus R' mpexcrasiser coboit (emm,
HEOO3aTeBHO 3aMEIICHHBIH OXHIM WK 6onee RY. B HEKOTOPHIX BapHAHTAX PeaTH3allfy HACTOSIIETO H300pe-
Tenns R' nmpesctaBiser co6oit 5- MM 6-uICHHEIH reTepoapHil, HeobA3aTeNbHO 3aMEIICHHBIH OHIM I GolIee
R*. B HEKOTOPBIX APYIHX BapHAHTAX pealH3allii HacTosIero n3obperenns R' mpeacrasmser co6oi mupasomm
N 1 -MEeTHIIITHPA30IIII, HeoOA3aTenbHO 3aMeIeH bl oqHIM 1 6onee R,

B HEKOTOpBIX BAPHAHTAX PeaTH3allMy HACTOAMEro n300peTenns R* BrIGpan U3 rajorena, Heo6A3aTeIHHO
3amerennoro C_gajkuiaa ik HeoOs3aTenbHO 3aMeleHHOro C | ¢aIKOKCH.

B HEKOTOPHIX BAPHAHTAX pear3allii HACTOAMEro m3o0perenns R' He 3ameren.

B HEKOTOPHIX BAPHAHTAX PEANM3AIMH HACTOSIIEr0 M300PETEHHs Ka/abiii R? HE3aBHCHMO BHIOPAH M3 BO-
JIOpoJia, TaJloTeHa WM HeoOs3aTenbHO 3amenieHHOTo Cjqankmia. B HEKOTOphIX BapHaHTaxX peajn3alud Ha-
crosimero u3obperenns R? mpeacraisier co6oif BOZOPO.

B HEKoTOpBIX BapHaHTaxX peaM3allMd HACTOSIIETO  H300peTeHUs R’ MPENCTaBIsAET COOOM
-(CH,),-(Ce.10apuiT), HeOBA3aTEIBHO 3aMEIICHHEIH oHUM MM Gosiee R’. B HEKOTOPBIX APYrHX BapHaHTaX pea-
NM3AIMH HACTOAMEro M300peTenus R mpeactapmser co6oil (BeHmn, HeoOA3aTETBHO 3aMEIICHHBI OXHHM HITH
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Gonee R’. B HEKOTOPBIX APYrHX BAPHAHTAX PEANH3AIIHH HACTOAIIETO H306peTenns R’ He 3aMemeH.

B HEKOTOpBIX BAPHAHTAX PeaTH3alMK HACTOAMIEro H300peTenns R’ BHIOpaH U3 rajorena, HeOOA3aTEIHHO
samerentoro C ¢ajikuia, HeoOA3aTebHO 3aMerneHHoro Co gankokcHankmia, -OR’, —C(O)R8 wm -NR“R". B
HEKOTOPBIX APYTMX BAPHAHTAX PEATH3AlMH HACTOANIEro m306perTeHus R° BbIGpaH w3 (Topa, XIOpa, METHIA,
JTHIIA, METOKCH, dTOKCH, TpudTopMeTmia, TpudTopmerokcH, -C(O)CH;, -NHCH3, -NH,, mim -NHC(O)CH;.

B HEKOTOpBIX BapHaHTax peaju3allii HaCTOSIIET0 H300peTeHuUs Z MPEACTABISAET COOOM KUCIOPOI.

B HeKkoTOpBIX BapHaHTaX pealin3aliy HACTOSAIIEero n3o0perenus coenqunenne Gopmynsl (IX) BeIOpano u3
rpynisl, cocrosimien n3 Coequnenwii 83, 84, 520-522, npeacraBieHHBIX B Ta0I. 1.

HekoTophie BapraHTBI pealn3aluy HACTOSAMICTO W300pPETCHUs, ONMCAHHBIC B HACTOSAIIEM JOKYMCHTE, OT-
HOCSITCSL K OJHOMY WM OoJiee COSAMHEHUSIM, BBIOpaHHBIM M3 rpymnmbl, cocrosimeii n3 Coenunenuit 1-20, 217-
240, 244, 247, 253, 256, 257, 262, 264-283, 285, 287-339, 341-391, 431, 433, 434, 438-440, 442, 446-512, 546-
549, 575, 585, 609, 610, 627, 628, 630, 632, 633, 639, 641, 656, 666-668, 708 u 709, npeacTaBIeHHBIX B
Tabm. 1.

B HEKOTOPBIX BapuaHTaX pealn3alyd HACTOSIEro n3o0pereHus CoemUHEHUS BBHIOPAHBI U3 CIICIYFOIIUX
COCIMHEHUH, TTIePEUNCIICHHBIX B Ta0II. 1.

Tab6muma 1
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Bgenenue u papmaneBTHIeCKHE KOMIO3UIIHH.

HexoTopble BapHaHTBI pealn3allii HACTOSIIETO M300pETEeHHs BKIIOYAIOT (apMalieBTUUECKHE KOMIO3HU-
UK, cojeprkamye (a) 6e3omacHoe M TeparneBTHYeCKH (P (HEKTHBHOE KOJIMYECTBO COCIUHEHHS, ONMCAHHOTO B
HACTOSIIIEM JOKyMeHTe (BKIIIOYAs SHAHTHOMEPHI, ANACTEPEON30MEPHI, TayTOMEPHI, TOIUMOP(EI ¥ COJIBBATHI),
WM ero (hapMaleBTHYECKH IpuemieMble cony; 1 (b) dapMaleBTHYeCKH NpUeMIIEMBI HOCUTENb, pa30aBUTeb,
BCIIOMOTATEIbHOE BEIIECTBO MIIM UX KOMOMHAIIHIO.

CoenuHEeHHs BBOJST B UX TepaneBTHUECKH 3((EKTUBHOM T03UPOBKE, HAIPUMEDP TO3UPOBKE, TOCTATOYHOH
JUIsl o0ecTieueHNs JISUCHUsT OOIE3HEHHBIX COCTOSIHUH, OMMMCaHHBIX paHee. HecMOTps Ha TO YTO ypOBHH J03HPO-
BOK JUIS JTIOJICH eIlle He ONTUMHU3HPOBaHbl 11t COeJMHEHNH COTTIaCHO MPEANOYTUTEIbHBIM BapUaHTaM peatn3a-
IINM HACTOSILETO N300peTeHus], B 00IEeM, AHEBHAS 103a Ui OOJBIIMHCTBA U3 COCIMHEHUM, ONMMCAHHBIX B Ha-
CTOSIIIIEM JOKYMEHTE, cocTaBisieT oT mpuMepHo 0,25 mo mpumepro 120 Mr/kr macchl Tena uiu OoJiee, OT TIpH-
mepHo 0,5 wu MeHee 10 npuMepHo 70 Mr/kr, oT mpumepHo 1,0 1o mpumepHO 50 MI/KT Macchl Tena WU OT MpHU-
mepHo 1,5 1o npumMepHo 10 mr/kr macchl Tena. TakuM o0pa3zoM, aist BBeAeHUs cyObekTy BecoM 70 Kr anarazoH
JIO3UPOBOK OYAET COCTaBIATh OT mpuMepHo 17 mo mpumepHo 8000 mr/meHb, OT mpuMepHO 35 WM MEHee /10
npumeprHo 7000 mr/nens mim 6oxee, ot npumepHo 70 mo mpumepro 6000 mr/nens, ot npumepHo 100 1o mpu-
MeprHO 5000 Mr/mens winu ot npumepHo 200 mo mpumepro 3000 mr/mens. KoimyecTBo BBOIUMOTO aKTUBHOTO
Coenunenust OyaeT, ECTECTBEHHO, 3aBHCETh OT CyOBEKTa M OOJIE3HEHHOTO COCTOSHUS, MOJISKAIIETO JICUCHHUIO,
TSDKECTH 3a00JI€BaHMsL, CI0co0a U pEKMUMa BBEICHHS M PEIICHHS JICHaIllero Bpaya.

BBeznenne coenuHEHNH, PACKPHITBIX B HACTOSIIEM JOKYMEHTE, WM HX (apMaleBTUYECKH MPUEMIIEMBIX
CoJIeH, MOXKET OBITh POU3BEACHO JIFOOBIM IPHEMIIEMBIM CIIOCOOOM BBEIICHMS arcéHTOB aHAJIOTMYHOTO Ha3Hade-
HU, BKJIIOYasi, HO HE OTPAHUYUBASACH TOJIBKO MMH, BBEICHHE NIEPOPAIBHO, TIOJKOKHO, BHYTPUBEHHO, HHTPaHAa-
3aJbHO, MECTHO, TPAHCIEPMAJIbHO, BHYTPUOPIOIINHHO, BHYTPUMBIIIEYHO, BHYTPHUJIETOYHO, BarMHAJIBbHO, PEK-
TaJIbHO WJIM BHYTPHIJIA3HBIM oOpa3om. IlepopanbHOe M MapeHTEpalbHOE BBEACHUS SIBISIOTCA OOBIYHBIMHU IIPH
JICYCHUH NTOKa3aHUH, OTHOCSAIINXCS K IIPEATIOYTHTEIHHBIM BapHaHTaM peasii3aliuy HAaCTOSIIEro H300peTeHNSL.

CoenuHeHHs, TOAXOAAIINE AJIsl TIPUMEHEHUS, OIMCAaHHOTO BBINIE, MOTYT OBITh IPUTOTOBJIEHH B (papMa-
LHEBTUYECKUX KOMIO3HMIUSAX ISl IPUMEHEHUs AJI JIEUCHHs YKa3aHHBIX COCTOAHUI. Mcmonb3yroTcs cTaHAapT-
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Hble (hapMaleBTHYECKHE METOABI NPUTOTOBJIICHUSI COCTABOB, TaKME KAaK TE, KOTOPHIE PACKPHITHI B MCTOYHHUKE
Remington: The Science and Practice of Pharmacy, 21* Ed., Lippincott Williams & Wilkins (2005), nosmoe
COJIep’KaHNE KOTOPOTO BKIIIOYEHO MOCPEACTBOM CCBHUIKH.

B nononHeHne k BBIOPaHHBIM COEIMHEHUAM, TTOIXOISAIIUM Ul IPUMEHEHUS, KaK ONMCAHO BbIIIE, BApHUaH-
THI peaTM3alMH HACTOSILETO N300PETEHHs BKIIOYAIOT KOMIIO3UINH, COAEprKamie (papMarieBTHIeCKH IpHeMIIe-
MBI HOCUTENb. TepMuH "dapManeBTHIECK PUEMIIEMBI HOCUTEIh'" TPH UCTIOIH30BAaHUN B HACTOSIIEM OIIH-
CaHWM O3HA4YaeT OJHMH WM 00Jiee COBMECTUMBIX TBEPIBIX WM XHUIKUX HAINOTHUTEICH-pa30aBUTENeH WIN WH-
KaICyIUPYIOMINX BEIIECTB, KOTOPBIE MOAXOAAT I BBEACHUS MIICKOMUTAONIEMy. TepMuH "cOBMECTUMBIH" mpH
UCIIONIb30BAaHUN B HACTOSIIEM OIMCAaHUM O3HAYAEeT, YTO KOMIIOHEHTHI KOMIIO3UIIMU CIIOCOOHBI CMEIINBATHCS C
IeJICBBIM COCIMHEHHUEM | JIIOOBIM IPYTHM TaKHM 00pa3oM, YTO HE CyLIECTBYET HUKAaKOTO B3aUMOJACHCTBUS, KO-
TOpOE CYIIECTBEHHO CHIXAJO OBl (hapManeBTHIECKY0 3()()EKTHBHOCTH KOMIOZUIMY B OOBIYHBIX CITydasx MpH-
MeHeHus. PapMarieBTHUECKH TIPUEMIIEMbIe HOCUTEIH JIOJDKHBI, KOHEYHO, IMETh JIOCTATOYHO BBICOKYIO YUCTOTY
M JJOCTaTOYHO HHU3KYIO0 TOKCHYHOCTb, YTOOBI CTaTh NMPUTOAHBIMH JJISI BBEACHHS MPEINOYTUTEIBHO KUBOTHOMY,
MPEANOYTUTETBHO MIICKOITUTAIOIIEMY, [TOJIBEPTaeMOMY JICUCHHIO.

HexoTopbIMu puMepaMu BEIIECTB, KOTOPBIE MOTYT CIIy>KUTh B Ka4ecTBe (hapMaleBTHIECKN IPUEMIIEMBIX
HOCHTEJICH MM MX KOMIIOHEHTOB, SIBJISIIOTCA caxapa, TaKHe Kak JIaKT03a, TII0K03a U caxapo3a; KpaxMmalbl, TaKHe
Kak KyKypy3HBIH KpaxMal ¥ KapTo(enbHBIN Kpaxmal; LEeJUTI0I03a U €€ MPOU3BOIHBIC, TAKHE KaK HATPHH Kap-
OGOKCHMETHIILIEIITION03a, STUILEIUTION03a U METHIILEIIIION03a; TOPOIIKOOOpa3HbIi TparakaHT; COJIOM; JKEJIaTHH;
TaJlbK; TBEP/BIC CMa3bIBAIOIINE BEIECTBA, TAKHE KaK CTEAPHHOBAs KHUCJIOTA M CTeapaT MarHus; cyib(paT Kaib-
IIUs; pacTUTEIbHBIE Maclla, TAKHE KaK apaxHCOBOE MAaclo, XJIOMKOBOE MAacj0, KyHXKYTHOE Macllo, OJMBKOBOE
MacJjo, KyKypy3HOe Macilo M Macjo Kakao; MOJIHOJIbI, TAKUE KaK MPOMMICHIJIUKOb, TIIHIEPHUH, COPOUT, MAaHHUT
Y TIOJIUSTHIICHTJIMKOIb; AIbIMHOBAs KUCJIOTA; HMYJBraTophl, TakkMe Kak TBHHBI; CMayMBaIOIINE arcHTHI, TAKUE
Kak JIaypuicylb(har HaTpHs; OKpPAIIMBAIOIINE areHThl; apOMaTH3UPYIOIIUE areHThl; areHTHl JJsl TabJIeTHpoBa-
HUS, CTAaOMIIN3aTOPhI; aHTHOKCUIAHTHI; KOHCEPBAHTHI; allMPOTeHHAsl BOJA; U30TOHHYECKUH COJIEBOH pacTBOp M
¢docdarnsie OyhepHbIE pacTBOPHIL.

Br160p papmarieBTHUECKH MPUEMIIEMOTO HOCHUTEIIS AT UCTIONIb30BAHMSI B COUETAHUU C LIEJIEBBIM COE/IHHE-
HHEM B OCHOBHOM OIpE/IENsIeTCSA TEM, KaK yKa3aHHOE COCANHEHUE JIOJKHO OBITH BBEICHO.

Komrmo3uiy, onicaHHbIe B HACTOSIIEM JOKYMEHTE, MPEAIIOYTHTEIHHO PEICTABICHBI B BU/IE CANHUIHON
nexkapctBeHHON (opmbl. [Ipu HCIOIE30BaHMM B HACTOSIIEM OINMHUCAHWM "eIWHUYHAS JIeKapcTBeHHas (opma"
MPEACTABISIET COO0H KOMITO3MIUIO, COACPIKANLYI0 KOJHMYECTBO COCAMHEHUS, KOTOPOE MOAXOANUT TS BBEACHHS
CYOBEKTY-KHUBOTHOMY, IPEAMOYTUTEIBHO CyOBEKTY-MICKOIUTAIONIEMY, B OJJHOKPATHON 03¢, B COOTBETCTBHH C
xXopouei MeauIHCKo! npakTukoi (good medical practice). [Tomy4yenne ogHOKpaTHON MM €AMHUYHOI JIeKap-
CTBEHHOI1 ()OPMEI, OIHAKO, HE 03HAYAET, YTO YKa3aHHYIO JICKApCTBEHHYIO ()OPMY BBOJIAT OJMH pa3 B JICHb HJIH
OJIMH pa3 Ha Kypc Tepanuu. Takue JekapcTBEHHbIE (JOPMBI PACCMATPUBAIOTCS KaK IPEAIOIaraeMble K BBEACHHIO
OJIVIH, /1Ba, TPH WK Oojee pa3 B IHb U MOTYT OBITh BBE/ICHBI B BU/Ie MH(Y3UH B TeUEHHE HEKOTOPOTO IepHoa
BpEMEHH (HampuMep, oT npuMepHo 30 MHH 10 IPUMEPHO 2-6 4) WK BBEICHBI B BUJE HETIPEPHIBHON MH(DY3UHU U
MOTyT OBITH TaHBI O0JIee OTHOTO pa3a B XOJe Kypca Tepanuy, XOTs ¥ OJTHOKpAaTHOE BBEICHHE KOHKPETHO HE HC-
KkirodeHo. Crenuanncty B AaHHOW 00iacTu OyAeT MOHATHO, YTO YKa3aHHBIH COCTaB HE BKIJIIOYAET KOHKPETHO
MOJHBIN KypC TEpaluy, ¥ TAKHE PEUICHHS OCTAIOTCS HA YCMOTPEHUE CIIELHAINCTOB B OOJACTH JICUCHHS, a HE B
00J1aCTH IPUTOTOBJICHHS COCTABOB.

Kommo3uiun, noaxosiiyie ONMMCaHHbIM BBIIIE 00pa3oM, MOTYT HaXOAUTHCS B JIFOOOW M3 MHOXECTBA MOJI-
XomAmux (GopM AT pasIUUHBIX MTyTeH BBEICHUS, HAIIPHIMED UL IEPOPATBbHOT0, HA3aIbHOTO, PEKTaIbHOTO, M-
CTHOTO (BKJIOYas TPaHCAEPMAIbHOE), TJIA3HOTO, BHYTPHMO3TOBOTO, BHYTPHYEPEITHOTO, HHTPATEKaIbHOTO,
BHYTPHApPTEPHAILHOTO, BHYTPUBEHHOTO, BHYTPUMBIIIECYHOTO WJIM JPYTHX IapeHTEepaJbHBIX IyTeH BBEICHUS.
Crnenpnanucty B TaHHOW 00JIaCTH TEXHWKH OyJeT HMOHATHO, YTO KOMITO3MIUH ISl IEpPOPAbHOTO U Ha3aJlIbHOTO
BBE/ICHHS BKJIIOUAIOT KOMIIO3UIIMHU, KOTOPbIE BBOJST IIyTEM HWHTAJISILIUU, ¥ OHH IIPUTOTOBIICHBI C HCIIOJIb30BaHHU-
€M JIOCTYIHBIX METOJHMK. B 3aBHCHMOCTH OT KOHKPETHOT'O YKEJIaeMOT'0 ITyTH BBEACHUSI MOTYT OBITH UCIIOJIb30Ba-
HBI pa3sHOOOpa3Hble (hapMaleBTHYECKH MTPHEMIIEMbIe HOCHTEIH, XOPOLIO N3BECTHBIC B JaHHOH 00JacTH TEXHU-
ku. PapMareBTHUECKH MpUEMIIEMbIE HOCUTEIH BKIIOYAIOT B ce0s1, HAIpUMep, TBEPAbIC WU XUIKUE HAMOIHHU-
TENH, pa30aBUTEIN, THAPOTPOIIHBIE ar€HThI, TOBEPXHOCTHO-aKTHBHBIC ar€HThl M MHKAIICYIUPYIOIIIE BEIIECTBA.
MoryT OBITh BKIIIOUCHBI HEOOs3aTeNIbHBIE (DapMaIlEeBTHUECKH aKTHBHBIE BELIECTBA, KOTOPHIE, MO CYIIECTBY, HE
MEMIA0T UHIHONPYIOIMIEH aKTUBHOCTU COEIMHEHUs. KOIMUecTBO HOCUTENS, UCIIOIb3YyEMOE B COUETAHHH C CO-
€IMHECHHUEM, SIBIISIETCS IOCTATOYHBIM JJIs1 00ECTIEYEHUSI TPAKTHUECKOTO KOJIMYECTBa MaTepuana Ui BBEICHUS Ha
eMHUYHYIO O3y COCOWHEHHS. METOIbl M KOMIIO3UIINH I MPUTOTOBJICHUS JICKAPCTBEHHBIX (POPM, MOIXO.S-
KX JUIl IPUMEHEHNUS B CII0C00aX, OMMCAHHBIX B HACTOSIIEM JOKYMEHTE, OIMCAHBI B CIEAYIOIINX UCTOYHHUKAX:
Modern Pharmaceutics, 4™ Ed., Chapters 9 and 10 (Banker & Rhodes, editors, 2002); Lieberman et al.,
Pharmaceutical Dosage Forms: Tablets (1989); u Ansel, Introduction to Pharmaceutical Dosage Forms gt
Edition (2004), npuueM conep)kaHue BCEX M3 YKa3aHHBIX MCTOYHHKOB BKIJIOUYEHO B HACTOsIIEE OMHMCAHWE MO-
CPE/ICTBOM CCBUIKH.

MoryT OBITH UCTIONB30BaHbI pa3IMUHbIE TEPOPATTLHBIE JIEKapCTBEHHBIE (POPMBI, BKIIIOUas TBEpbIe GOopMBI,
Ta0JIETKH, KaICyJIbl, TPAaHYJIbl U OOBbEMHBIC MOPOIIKH. TabIeTKH MOTYT MPEACTABIATH COOOM CIpecCOBaHHBIC
W3MEIbUCHHBIE TOPOLIKH AJSI TAaONETOK, MOTYT OBITh MOKPBITHI SHTEPOCONIOOMIBHBIM MOKPBITHEM, MOKPBITHI
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caxapoM, MOKPHITHI INICHKOW WJIM MOTYT OBITh CIIPECCOBAHBI IO HECKOJILKO, MOTYT COJICPIKATh MTOIXOISIIUC CBSI-
3YIOIINE, CMA3bIBAIOIINEC arcHTHI, Pa30aBUTEIH, PA3PBIXJISAIOIINE arCHTHI, OKPAIIMBAIOIINC areHTHI, apOMAaTH3U-
PYIOIINE areHTHl, areHTHI, BRI3BIBAIOIINE TEKYUeCTh, M areHThI, CIIOCOOCTBYIOIINE TUIaBIeHU0. JKuakue nekap-
CTBEHHBIEC (DOPMBI IS IEPOPATBEHOTO BBEJCHHS BKIIIOYAIOT BOIHBIE PACTBOPHI, YMYJIbCHHU, CYCIIEH3UH, PACTBOPHI
W/WIINA CYyCIICH3MH, BOCCTAHOBJICHHBIC U3 HEIIWITYYUX TPaHyJI, U IMINITy4IHe IIPernapaTsl, BOCCTAHOBJICHHBIC U3 IITH-
My4YUX TPaHyl, COJEpIKallie IMOAXOISAIINE PACTBOPUTENIN, KOHCEPBAHTHI, YMYJIBTUPYIOIINE areHThl, CYCIICHIH-
PYIOIIHE areHThl, pa30aBUTENH, MTOICIACTUTENH, ar€HTHI, CIIOCOOCTBYIOIINE TIABICHUIO, OKPAIIMBAIONIIE arcH-
THI ¥ ApOMAaTH3UPYIOIINE aTeHTHI.

®dapManeBTHYECKH TMPUEMIIEMbIE HOCUTEIH, TOIXOJAIIAES s IPUTOTOBICHUS CAMHUYHBIX JICKAPCTBCH-
HBIX (HOpM [UIS TIEPOPATFHOTO BBEICHHS, XOPOIIO M3BECTHHI B JNAaHHON 00JTacTH TEXHUKU. TaONETKH OOBIYHO
COJlepXKaT TPAJUIMOHHBIC (DapMalleBTUUECKH COBMECTHMEIC abIOBAHTBHI, TAKUEC KaK WHEPTHBIC pa30aBHUTEIH,
Takye Kak KapOOHAT KaJbIIHs, KapOOHAT HATPHS, MAHHUT, JJAKTO3a U IEIUTIONI03a; CBA3YIOIINE, TAKHE KaK Kpax-
MaJI, J)KEJIaTUH M caxapo3a; pa3phIXIUTEIH, TAKUEC KaK Kpaxmal, aJbIHHOBAas KUCIOTa M KPOCKapMEeIlio3a; cMa-
3BIBAIOMINE arcHTHI, TAKHE KaK cTeapaT MarHus, CTCAPHHOBAs KUCIOTA U TalbK. J{JIs yIyqIICHUS XapaKTePUCTHK
TEKyYECTH MOPOITKOBOH CMECH MOTYT OBITH MCIOJB30BaHBI BEIIECTBA, CIIOCOOCTBYIOIINE CKOJBKEHUIO, TAKHeE
KaK AUOKCHI KpeMHUs. J{ns oOecnedeHus BHEIIHETO0 BHAAa MOTYT OBITh JOOABIICHB! OKPAIIMBAIOIINE AreHTHI,
TaKWe KaK KPACHUTENH JJIS MUIIEBBIX MPOIYKTOB, JekapcTB U kKocMeTnkd (FD&C, anri.: food, drugs and cos-
metic). [logcmacTuTenu 1 apoMaTH3UPYIONIUE areHTHI, TAKHE KaK aclapTaM, CaxapuH, MEHTOJL, TIepevHas MATa ’
(pyKTOBBIE OTAYIIKH, SBISIOTCS IIEHHBIMU aIbIOBAaHTAMHM JUISA JKEBATEIbHBIX TabieTok. Kamcyisl oOBIgHO co-
JiepKaT OIWH N OoJiee TBEpABIX pa30aBUTENCH, PaCKPHITHIX BHIIMIE. BEIOOP KOMIIOHEHTOB HOCHTENCH 3aBUCUT
OT BTOPOCTEIICHHBIX COOOpaKEHUH, TaKUX KaK BKYC, CTOMMOCTh M CTAOWMIBHOCTh IPU XPAaHCHUH, KOTOPBIC HE
SIBIISTIOTCSI KPUTHYCCKIMH, 1 MOKET OBITH JICTKO CJIEJIaH CIICIIUATUCTOM B JAHHOHW 00JaCTH TEXHHKH.

Komnozuiuu st mepopaibHOTO BBEACHUS TAKXKE BKIFOYAIOT JKUAKHE PACTBOPHI, IMYIIECHH, CYCIICH3HU H
T.11. @apManeBTHUCCKU MPUEMIIEMbIC HOCUTEIIH, ITOIXOASIIUC IS MOMYyYCHHUS TAKUX KOMIIO3HITUI, XOPOIIO H3-
BECTHBI B JIAHHOU 00JTACTH TEXHHUKH. THUIMNYHBIC KOMIIOHEHTHI HOCUTEICH IS CHPOTIOB, JIIUKCUPOB, SMYIbCHIA U
CYCIICH3MH BKIIOYAIOT 3TAHOJ, TIUIEPHH, IPOIMICHTIIUKOIE, TOTUITHICHTITUKOIb, KHUIKYIO caXapo3y, COpOUT
u Boxy. [t cycneH3mii TUITMYHBIEC CYCTIEHANPYIOIINE areHThl BKIIOYAIOT METIUIIEIUTION03Y, HATpHil KapOOoKcH-
metmemnono3y, ABULEJI RC-591 (AVTCEL RC-591), tparakant u ajdbraHaT HATPHS, TUITHYHBIC CMavH-
BAIOIINE areHTHI BKIIIOYAIOT JISUTHH U nojrcopOar 80; a THITMYHBIE KOHCEPBAHTHI BKIIIOYAIOT METHINapabeH u
6enzoat Hatpus. JKuaKue KOMIIO3UITNH AT IEPOPATBHOTO BBEACHUS MOTYT TAaKXKe COJEPKATh OIWH HIIH Ooee
KOMITOHEHTOB, TAKMX KaK MOJCIIACTHTENHN, apOMATH3UPYIOIIHE areHTHI U KPACUTEIIH, ONMCAHHbIE BBIIIE.

Takue KOMIO3UIIUE MOTYT OBITH TaKXKE MOKPHITHI ¢ MIOMOIIBIO TPAIUIIMOHHBIX METOJIOB, OOBIYHO 3aBUCH-
MBIMA OT pH WM BpeMeHH MOKPBITHSIMH, TAKAMHU YTO IEIIEBOC COCAWHCHHE BBHICBOOOXKTACTCS B KEITYIOYHO-
KHIICYHOM TPaKTe B HEMOCPEICTBCHHOW OJIU30CTH OT KEJIAEMOTO MECTHOTO MPUMCHCHHUS WU B Pa3HOE BPEMs,
YTOOBI TPOJIOHTHPOBATH JKEIaeMoe JeicTBUE. Takue JeKapCTBCHHBIC (POPMBI OOBIYHO BKIIOYAIOT, HO HE Orpa-
HUYUBAIOTCS MMH, OIWH WK Ooyiee U3 (TamaTa anerara IEeJUTFONIO3bI, (rajara MoNMBHHUIAICTATa, (pramara
THIPOKCUIPOITHIMETHIILICILTIONO03bI, ITHIIEIUTION03bI, TOKphITHI Dyaparuta (Eudragit), BOCKOB U IIesUIaka.

Kommnozuiun, onrcaHHbIe B HACTOSIIEM JOKYMEHTE, MOTYT HEOOS3aTeNbHO BKIIIOYATh OPYTHUE aKTHBHEIC
JIEKapCTBEHHBIC BEIIECTBA.

Jpyrue KOMIO3UINH, MOIXOMSIINE IS TOCTHKECHNS CHCTEMHOM JOCTaBKH IEJEBBIX COCIMHEHUH, BKIIIO-
YaroT JEKapCTBCHHBIE (DOPMBI ISl CyOIMHTBATLHOTO, OYKKAaJIFHOTO M HAa3aJHHOTO BBEICHHS. TaKkme KOMIIO3HITUI
0OBIYHO conepKaT OJHO WM O0Jiee paCTBOPUMBIX BEIIECTB-HATIOIHHUTENCH, TAKIX KaK caxapo3a, COpOUT U MaH-
HUT, U CBS3YIOIIUC BCIICCTBA, TAKUE KaK apaBUiiCKas Kamenb (acacia), MUKPOKPHCTAIUTHYECCKAs IIEIUTION03a,
KapOOKCHMETHIIIEILIION03a U THAPOKCHIIPOMMIMETIIIICIUTION03a. Takke MOTYT OBITh BKJIFOUCHBI BEIICCTBA,
CHOCOOCTBYIOIINE CKOJIBKCHHIO, CMa3bIBAIOIIUC BEIICCTBA, ITOICTACTUTEIH, KPACUTEIH, aHTUOKCUIAHTBI H apo-
MaTH3HUPYIOIIUE areHTHI, PACKPHITHIC BEIIIIC.

JKuakyro KOMIO3HINIO, KOTOpas pa3paboTaHa il MECTHOTO O(TaIbMOJIOTHYCCKOTO MPUMEHEHHUS, TOTO-
BSAT TAKUM 00pa30M, YTOOBI €¢ MOXHO OBLIO BBOJUTH MECTHO Ha Tia3. KomdopT qomkeH OBITh MAKCUMATBHBIM,
HACKOJBKO ATO BO3MOXKHO, XOTS MHOTIAa U3 COOOpa’keHMH MPUTOTOBJICHUS (HAIpUMep, CTAOMILHOCTH JIEKapCT-
BEHHOTO CPEJCTBA) MOXET OBITh HEOOXOIUMO, YTOOBI KOM(OPT OKa3aJiCss MEHBIIE ONTUMAIBHOTO. B TOM ciy-
gae, eCid KOM(POPT HE MOKET OBITh MAKCHMH3UPOBAH, KHUIKOCTh TOJDKHA OBITH MPUTOTOBIIEHA TAKKM 00Pa3oM,
YTOOBI Takasl HIKOCTh MEPEHOCHIACH MAIlMCHTOM IPH MECTHOM O(TaIbMOJIOTHYECKOM NpUMEHeHHH. Kpome
TOTO, O(PTATBMOIIOTHIECKH MPHEMIIEMas )KUIKOCTh MO0 JOJDKHA OBITH yrakoBaHa I OJHOKPATHOTO IpUMe-
HEeHHs, THO0 JOJDKHA CONEpKaTh KOHCEPBAHT UI MPEIOTBPALICHUS 3aTPSA3HEHNS B TCUEHUE HECKOJIBKUX IPH-
MEHEHUH.

PacTBOpHI WM JIEKapCTBEHHBIC CPEACTBA [UIS O(TAIEMOIIOTHYECKOTO MPUMEHEHHS YacTO TOTOBST C HUC-
MOJIB30BAHUEM (PH3HOIOTHYECKOTO PACTBOPA B KAYECTBE OCHOBHOTO HOcHUTENsA. OTaabMOIOTHIeCKHE PaCTBOPHI
JIOJDKHBI TIPEIMOYTHTENBHO TTOANICPKUBATHCS pH KoMpopTHOM pH ¢ moMotnkio moaxoasmiei 0ydepHoit cucre-
MbI. COCTaBBI MOTYT TAaKXKE COJACPIKATh OOBIYHBIC (hapMaIleBTHYCCKH MPUEMIIEMbIC KOHCEPBAHTHI, CTA0OMIA3aTO-
PHI ¥ IOBEPXHOCTHO-aKTUBHBIC BEIICCTBA.

KoncepBaHTbI, KOTOpBIE MOTYT OBITH MCIIOJIB30BaHBI B (hapMaIleBTHICCKUX KOMIIOZHIUAX, PACKPBITHIX B
HACTOSIIEM TOKyMEHTE, BKIIIOYAlOT, HO HE OTPAaHWYNBAIOTCS MU, OCH3aJIKOHHS XJIOPU, )KUIKUH 1e3NH(PEKTaHT
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6e3 xnopa (PHMB), xnopOyranoun, Tumepocai, anerat GeHUIPTYTH U HUTpaT GpeHmwiptytu. [loaxonsmmmM no-
BEPXHOCTHO-aKTUBHBIM BEIIECTBOM sBIsieTcs, HanpuMep, TBuH 80. Kpome Toro, B odraspmMonornyeckux mpe-
mapaTax, pacKpBITHIX B HACTOSIIEM JOKYMEHTE, MOTYT OBITh MCIIOJBG30BaHBI PA3IMYHbIC TIOAXOIAIINE HOCUTEIN
(vehicles). OTi HOCHTENM BKJIIOYAIOT, HO HE OTPaHUIUBAIOTCS UMHU, TIOJUBUHWIOBBIA CIIUPT, MMOBUIOH, THIPO-
KCHUTIPOTHIIMETUIILIEIUTIONO03Y, TOJIOKCaMephl, KapOOKCUMETHIILIEILTION03Y, THAPOKCHITIUIIEIUTIONO03Y W OYHIICH-
HYIO BOZY.

ITpu HEOOXOUMOCTH WK JIJISl YA0OCTBA MOTYT OBITh OOABIEHBI PETYIATOPHI TOHWIHOCTH. OHU BKITIOYA-
0T, HO HE OTPAHWYHMBAIOTCS MMM, COJIM, B YaCTHOCTH XJIOPHJ HATPHWs, XJIOPUA KA, MAHHUT U TJIMIEPUH WIH
000 pyroi o(TaIbMOIOTHYECKH ITOIXOSIIINI PEryIITOP TOHHYHOCTH.

[ perynmupoBanus pH MoryT ObITH MCIIONB30BaHbl pa3nnyuHble Oydepbl U cpeacTBa NP YCIOBUH, YTO
MOJIyYCHHBIH B pe3yJsibTare mpenapar Oyner odTaabMoJIOrHYecky prueMiieMbIM. [ MHOrux xommnosunuii pH
Oynet cocraBnaTh 0T 4 10 9. CooTBeTCTBEHHO, Oy(ephl BKIIIOYAIOT aneTaTHble Oy(epsl, IMTpaTHBIE Oydephl,
¢docoarnsie Oydeps! n 6opatusie Oydepsl. s perynmuposanus pH 3TuX cocTaBoB npu HEOOXOIUMOCTH MOTYT
OBITH HCIIOJIb30BaHbI KUCJIOTHI I OCHOBAHHSI.

B ToMm xe kiroue, opTaIbMUYECKH MPUEMIIEMBIH aHTHOKCHIAHT BKIIFOYAET, HO HE OTPaHMYUBACTCS UMM,
MeTabHuCymbPUT HATPHUsA, THOCYIb(AT HATPHUS, AlETHIIHCTEHH, OYTUIMPOBAHHBIA THAPOKCUAHU3ON H OYTHIIN-
POBaHHBIN THAPOKCHTOIYOJL.

Jpyrumm BcrioMoraTenbHBIMA KOMIIOHEHTaMH, KOTOPEIE MOTYT OBITh BKIIOYEHHI B O()TaIEMOJIOTHYCCKUE
mpernapaTsl, ABISIOTCS XeJIaTHPYIOMKe areHThl. [1oaXonMmuM XeNaTHPYIOIUM areHTOM SIBISIETCS dAETaT AH-
HATPHS, XOTS BMECTO HETO WIM B COUYETAHWU C HUIM MOTYT OBITh TaK)KE MCIIOJIB30BAHEI M IPYTHE XEIaTUPYIOIINE
areHTHI.

JIJ11 MECTHOTO NTPUMEHEHHS HCIIOIB3YIOT KPEMBI, Ma3H, eI, PACTBOPHI MJIM CYCIIEH3UH U T.[I., COIEpXKa-
e COeAMHEHHUE, PACKPBITOE B HACTOSIIIEM JIOKyMeHTe. KOoMITo3HIuy AJsi MECTHOTO NPUMEHEHHUS] OOBIYHO MO-
TYT coiepKaTh (hapMaleBTHYECKUH HOCUTENb, COPACTBOPUTEND, IMYJIBIAaTOP, YCHWINTEIh NPOHUKHOBEHHUS, KOH-
CEpPBUPYIOIIYIO CUCTEMY M CMATYAIOIIEE CPEICTBO.

Jnsa BayTpuBeHHOro BBeAeHN COeIMHEHUS U KOMIIO3UITUH, ONMMCAaHHBIE B HACTOSIIEM JOKYMEHTE, MOTYT
OBITH PACTBOPEHBI WJIHM TUCIIEPTHPOBAHBI B (hapMalleBTHUCCKH MpHEMIIEMOM pa30aBUTENe, TAKOM KaK COJIEBOMH
pacTBOp IH PacTBOP IeKCTPo3bl. Iloaxoasimpe BCmoMoraTeslbHbIe BEIECTBA MOTYT OBITh BKIIIOYECHBI IS OC-
THKEHUS J)kenaemoro pH, Bkirodasi, HO He orpannamBasich nmu, NaOH, kxapOonaT Hatpus, anerat Hatpus, HCI u
JIMOHHYIO KHCIJIOTY. B pa3snu4HBIX BapHaHTaX peau3alliy HACTOAMIETo m3o0pereHus pH KoOHEYHONH KOMITO3H-
UM COCTABIISET OT 2 A0 § WIIM MPEaIOYTHTENRHO OT 4 10 7. BcmomorarenbHbIE BenecTBa-aHTHOKCHIAHTEI MO-
TYT BKJIIOYaTh OUCYIB(MUT HATPUsS, alleTOH-ONCYNb(UT HaTpHs, (GOpMATIBACTH] HATPHS, CYIb(POKCHIAT, THOMO-
yepuHy u JJITA. /lpyrue HeorpaHWYMBAIOIIUE NPUMEPHI MOJIXOSIIINX BCIOMOTATEIbHBIX BEIIECTB, KOTOPHIC
MOXHO OOHapy>XHUTh B TOTOBOM KOMIIO3UIIMY JJIsl BHYTPHBEHHOTO BBEJCHUS, MOTYT BKIIOYATh (ocdaTsl HATPHs
WY KaJusl, TUMOHHYIO KUCJIOTY, BUHHYIO KHCIIOTY, KEJIaTHH W yTJIEBOJbI, TAKHE KaK JIEKCTPO3a, MAHHUT M JIEK-
cTpaH. [lpyrue mnpuemiieMble BCIIOMOTATelbHBIC BEIIECTBa ONHMCaHBl B HcToyHMKax Powell, et al,
Compendium of Excipients for Parenteral Formulations, PDA J. Pharm. Sci. and Tech. 1998, 52 238-311, u
Nema et al., Excipients and Their Role in Approved Injectable Products: Current Usage and Future Directions,
PDA J. Pharm. Sci. and Tech. 2011, 65 287-332, monmHoe coaepkaHue 000MX M3 KOTOPHIX BKIIOYEHO B HACTOSI-
IIee OMMCAHNE TTOCPEACTBOM CCBHUIKH. {1 obecreueHus: 6aKTepHOCTATUIECKOTO HIH (DYHTHCTaTHUECKOTO pac-
TBOpa TaKXK€ MOTYT OBITh BKJIIOYEHBI aHTUMHUKPOOHBIC areHTHI, BKIIOYas, HO HE OTPAHWYMBASICH MMH, HUTPAT
(beHnIpTyTH, TAMEpOCaAT, OEH3ETOHMUS XJIOpU, OSH3aTKOHUS XJIOPHI, (EHOI, KPe30J U XJI0pOyTaHOI.

Komrmo3uiu 111 BHYTPHUBEHHOTO BBEJCHUS MOTYT OBITH MPEJOCTAaBIICHBI JUIS JIMI, OCYIIECTBIISIOMINX
yxon, B opme omHOTO Wi OoJiee TBEPIBIX BEIIECTB, KOTOPHIC BOCCTAHABIMBAIOT C ITOMOIIBIO ITOIXOJISIIETO
pa3baBuTeIs, TAKOTO KaK CTEpUIIbHAs BOJIA, COJIEBOM PacTBOP WIIM JIEKCTPO3a B BOJE, HE3310JIT0 10 BBeIeHHS. B
JpYrUX BapuaHTaX peaju3alliy HAaCTOSIIEro M300peTeHHs YKa3aHHbIe KOMITO3UIINH MPE/ICTABICHBI B PacTBODE,
TOTOBOM JIJIsl TAPSHTEPAIILHOTO BBEJCHUS. B Ipyrux BapnaHTax peanu3aly HacTOSIIEro U300peTeH s yKa3aH-
Hble KOMITO3UIINY TIPECTaBJICHbI B PACTBOPE, KOTOPBII JOMOJIHUTENEHO pa30aBisioT epen BBeeHneM. B Bapu-
aHTax peaJu3allii HACTOSINEr0 W300pEeTEeHUs, KOTOPHIe BKIIOYAIOT BBEIACHHE KOMOWHAIIMH COCIWHECHHS, OIH-
CaHHOTO B HACTOSIIEM JOKYMEHTE, M IPYTOTo areHTa, ykazaHHas KOMOMHAIINSA MOXKET OBITh MPeI0CTaBICHA JIH-
[[aM, OCYIIECTBILIIONINM YXOA B BHAE CMECH, WIH JIHIA, OCYIISCTBIAIONINE YXOJ, MOTYT CMEIIaTh yKa3aHHBIE
JIBA areHTa Tepel BBEACHNEM, WIH yKa3aHHBIE IBa ar€HTa MOYKHO BBOAWTH OTAEIHHO.

®DaxTHyecKas 1032 aKTUBHBIX COSIMHEHNH, ONMCAHHBIX B HACTOSAIIEM JOKYMEHTE, 3aBUCHT OT KOHKPETHO-
ro CoeqWHEHHUS W OT COCTOSHUS, TOAJICHKAIIETO JICYEHUIO; BEIOOp MOAXOMSMIEH H03bI HAXOTUTCS B Ipeaenax
3HAHWH CTICIMAINCTa B JAHHOW 00JIaCTH TEXHHUKH.

Crioco0 nedeHust.

HexoTopble BapuaHTHI peaii3anyyl HACTOSIIEr0 M300pPETEHMS, ONMCaHHbIC B HACTOAIIEM JOKYMEHTE, OT-
HOCSTCSL K croco0y sedeHns (UOPO3HOTO COCTOSIHHS, KOTOPOE MOJKET BKIIOYATh BBEJICHHE TEPANCBTHUECKH
3¢ PEKTUBHOTO KOJINYECTBA COEAMHEHUsS, ONMMCAHHOTO B HACTOSIIEM JOKYMEHTE, WIH €ro (hapMaleBTHYECKU
npueMieMoit cosm cyObekTy. Takue criocoOb! BKITIOYAIOT UACHTU(QHUKALNIO CyObeKTa KaK MMEIOIIEro pUcK (uod-
PO3HOTO COCTOSIHHS I UMEIOIIero GuOpo3HOE COCTOSHUE U BBEleHHE yKazaHHOMY CcyObekTy CoennHEHUsS B
3(h(eKTUBHOM KOJHYECTBE UIA TEPANEBTHUCCKOTO JICUCHHS WIN NMPO(PHUIAKTHYECKOTO JICUCHUS YKAa3aHHOTO
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(hUOPO3HOTO COCTOSHHS.

Tepmunsl "¢ubposnoe cocrostue”, "¢pubponpommdeparuBHoe cocrosuue”, "pudpo3noe 3adoseBanune",
"pubponponudeparnBaoe 3aboneanue”, "Hpubpo3HOE paccTpoiicTBo" m "PubdponpoaudepaTuBHOE PacCTpOK-
CTBO" MCIIONB3YIOTCS B3aMMO3aMEHSIEMO JIJIsl 0003HAUCHHUST COCTOSHUS, 3a00JICBaHNS HIIH pacCTPONUCTBA, KOTOPOE
XapaKTepU3yeTCs HAPYIIEHUEM PETYJIISIIUU TposidepaIii Wi akTHBHOCTH (UOPOOIIacTOB, H/MITH aHOMAJThHBIM
HakoIIeHneM (UOPOHEKTHHA, W/MIHM MAaTOJOTHYECKAM WM 9PEe3MEpPHBIM HAKOIUICHHEM KOJIJIAar€HOBOW TKaHM.
Kak mpaBwuio, moboe Takoe 3a00JeBaHNE, PACCTPOMCTBO WIIM COCTOSHHUE MOIIASTCS JCUCHUIO TyTEM BBEICHUS
COEIMHEHUS, NMEIOIIET0 MPOTHBO(PHUOPO3HYI0 aKTUBHOCTh. PHOPO3HBIE pacCTPOMCTBA BKIIOYAIOT, HO HE OTpa-
HUYHMBAIOTCS MMH, (GUOpPO3 JIETKHX, BKJIIOYas nauonatudeckuii ¢puopo3 gerkux (MPJI) u ¢pubpo3 nerkux us-
BECTHOH »THONOTHH, PUOPO3 KOXH, PHOPO3 MOMKEITYIOUHON xKene3bl, PuoOpo3 meyeHu (Hanpumep, Gudpo3 me-
YEeHH, CBSI3aHHBIH C XpOHMYECKUM aKTHBHBIM T€IaTUTOM) U (GHOPO3 IMOYEK.

B HEKOTOpBIX BapraHTax pealn3alliii HACTOSIIET0 H300peTeHNUS YKa3aHHbIH CYOBEKT MPEACTaBIseT CO00i
YeJloBeKa.

Tepmunsb! "TepaneBTndeck 3GpPEeKTHBHOE KOIUIECTBO" IIPH MCIOIB30BAaHUN B HACTOSIIEM OIHMCAHUU OT-
HOCATCS K KOJHYECTBY COCIWHEHHSA, JOCTaTOYHOMY JUIS M3JICUCHHUS, YIydIICHHS, 3aMEUICHUS TIPOTPECCHpPOBa-
HUS, IPEIOTBPALICHHS NI CHIDKCHHS BEPOSTHOCTH HACTYIUICHHUS ONPEACIICHHOTO 3a00JIeBaHHS WM COCTOSIHNS,
W TOCTaTOYHOMY JJISI TIPOSIBIICHUS OOHAPYKMUBAEMOTO TEPANeBTHYECKOTO, MPO(UIAKTHIECKOTO WIIM MHTHOH-
pyromero 3ddexra. Jlanubd 3pPexT MoxeT ObITH 0OHAPYKEH, HATPUMED, MTOCPEICTBOM HCCIICJOBAHHMA, OTIH-
CaHHBIX B CIIEAYIOMUX mpuMepax. TodHoe 3¢ (HeKTHBHOE KOJUIECTBO I CyOBeKTa OYyIeT 3aBUCETh OT MacChl
Tena cyOBeKTa, pa3Mepa U COCTOSHHS 37I0POBbsI CyOBEKTa, XapakTepa U CTENCHH COCTOSHHS, a TaKXKe TepareB-
THUYECKHUX CPEJICTB MJIM KOMOMHAIMN TepaIleBTHYECKUX CPEJCTB, BRIOPAHHBIX Ul BBEACHU. TeparneBTHIecKu U
npodunakriudeckn 3PpQeKTUBHbIE KOJMYECTBA U JAHHOH CHUTYyallMd MOTYT OBITh ONpEAEIEHBI C MOMOLIBIO
OOBIYHBIX IKCIIEPUMEHTOB, KOTOPbIE HAXOAATCSI B KOMIICTEHIIMM Bpaya-KJIMHUIMCTa U MOTYT OBITH ITPOBEICHBI
TI0 €T PEIICHHIO.

Jus moboro CoeanHEHMs TepaneBTHUECKH MM NMpoduiIakTuuecku 3(PQeKTHBHOE KOIMYECTBO MOXKET
OBITh TIEPBOHAYATIFHO OIICHEHO JINOO B XOJI€ MCCIIETOBAaHUN HA KYJIbTypaxX KJIETOK, HAIIPHMEP OITyXOJEBBIX Kie-
TOK, WJIM B MOJIEIISIX Ha )KUBOTHBIX, KaK ITPAaBHUJIO, Ha KPBICaX, MBIIIAX, KPOJIUKAxX, co0akaxX W CBUHBSIX. Moenb
Ha JKUBOTHBIX MOXKET TaK)Ke€ MCIIOJIB30BATHCS IS OMIPEACIICHIS ITOIXOISIIETO THarna3oHa KOHIICHTPAni | Ty TH
BBeZIeHMS. Takas nHpOpManus MOXKET OBITh 3aTeM HCIIOJIF30BaHA /IS OTIPENeIeHUs OIXOMAIINX 103 M CIIOCO-
00B MX BBEICHUS YCIOBEKY.

Tepanepruueckas/mpodrnakrrndeckas 3p(HEeKTUBHOCT M TOKCHYHOCTh MOTYT OBITH OIpEaeTIeHBI ¢ TTOMO-
IIBI0 CTaHAAPTHBIX (PapMaleBTUUECKUX METOIUK HA KYJIbTypaX KJICTOK WM SKCHCPUMCHTATBHBIX KHUBOTHBIX,
HarpuMmep MoryT ObITh onpenesnensl EDs (no03a, sBistroniasicst TepaneBTrniecky 3¢ dpextuBHON 11t 50% moryns-
n) u LDsj (no3a, sisttomasicst aetansHoi 1t 50% nomynsimn). COOTHOLIEHHE 103 A1 TEPANeBTUUECKOTO U
TOKcH4YecKoro 3(pdexToB mpeacTaBisieT co00i TepaneBTHYECKUH MHIEKC, U OH MOXKET OBITh BBIPQKEH B BHIE
otHomeHus: EDsy/LDsy. IIpeamourntensHel (apMalieBTHUECKHE KOMITO3HMIUH, IEMOHCTPHPYIOIINE BBICOKHE
TeparneBTHYecKre MHIEKChl. OnHaKko (apManeBTHIeCKue KOMIIO3UIINH, IEMOHCTpUpYIOLIHe OoJiee HU3KUE Tepa-
MIEBTHYECKIE WHACKCHI, TAKXKE BXOJIAT B 00bEM HACTOSIIETO M300peTeHns. JlaHHbIe, ToTydeHHbIe U3 HCCIe0Ba-
HUH Ha KyJIbTYpax KJIETOK W UCCIICAOBAaHUN Ha )KUBOTHBIX, MOTYT OBITh HCIOJIB30BAHBI IS OTIPEICIICHUS THara-
30Ha 103 IS KCIIOIB30BAaHUS YeTI0BEeKOM. J03MPOBKa, COAEPIKAIIAsCS B TAKMX KOMITO3UIHAX, IPEAIIOYTUTEIIEHO
HaXOJHUTCS B Mpeaenax Juana3oHa IMUPKYIUPYIONIUX KOHIICHTPAIMi, KOTopble BKIoUaloT EDsy ¢ HeOombIIon
TOKCHYHOCTBIO MJIM C OTCYTCTBHEM TOKCHYHOCTH. J[03MPOBKa MOXKET BaphbHPOBATH B MpEesiaX dTOr0 JHara3oHa
B 3aBHCUMOCTH OT UCIIOJIb3yEeMOH JIEKAPCTBEHHON (POPMBI, YyBCTBUTEILHOCTH MAIIMEHTa U IIYTH BBEICHHS.

Tounas 1o3upoBKa OyJeT onpeaeneHa MPakTUKYIOINM BpauyoM C yU4eToM (PaKTOPOB, CBSI3AHHBIX C CYOBEK-
TOM, TpeOytomumM JedeHus. Criocod MPUMEHEHUs] W J03bI KOPPEKTHPYIOTCS ISl 00ECIedeHUsl JOCTATOYHBIX
YPOBHEH aKTHBHOTO(BIX) areHTa(oB) WIM IS TOANCpKaHMs skenaeMoro 3ddexra. PakTopsl, KOTOpHIE MOTYT
OBITH IPUHATHI BO BHUMAHHUE, BKIIIOYAIOT TSDKECTh OOJIE3HEHHOTO COCTOSHUS, 00IIIee COCTOSIHUE 3/10POBbS CYOb-
€KTa, BO3pacT, BeC M IOJ CyObeKTa, NMHTaHWE, BPEMS W 4acTOTa BBEICHUs, KOMOWHAIMIO(M) JIEKAPCTBEHHBIX
CPEICTB, YyBCTBUTEIFHOCTh PEAKIHM M TOJIEPAaHTHOCTH/OTBET Ha Tepamnuio. dapMmaneBTHYecKne KOMITO3HIIHU
JUTATEJIEHOTO NIEHCTBUSA MOTYT OBITh BBEIECHBI KaXable 3-4 ITHS, KaXXIyI0 HEIEN0 WIH pa3 B IBE HEIENN B 3aBU-
CHUMOCTH OT IIEpHOJia MTOTyBBIBEICHHUS I CKOPOCTH KIIMPEHCA KOHKPETHOTO COCTaBa.

B omHOM M3 acmeKTOB HACTOSINIEr0 M300pETEHUS JEUCHHE COCTOSHHS, OMMCAHHOTO B HACTOSINEM JOKY-
MeEHTe, IPUBOINT K YBEIHMUCHHUIO CPETHETO BpeMs BBDKHBAHHS MOIYJISAIIH CyOBEKTOB, MONyYAIOIINX JICUCHHE,
M0 CPABHEHUIO ¢ CyOBEKTaMH, He TIOTYyJaIONINMH JiedeHus. [IpenmnouTurensHo cpeanee BpeMs BEDKUBAaHUS yBe-
nmyuBaeTcs Oonee yeM mpuMepHO Ha 30 CyTOK, OoJjice TPEAMOYTUTEIBHO OoJiee YeM MPUMEpHO Ha 60 CYTOK,
OoJiee MpeIOYTHTENFHO OoJiee yeM MmpuMepHO Ha 90 cyTok M emie Ooliee NMPEAIOYTHTENEHO OoJsiee YyeM IpH-
MepHO Ha 120 cyTok. YBeaudeHHEe BPEMEHH BEDKUBAHUS MOIYJISIIIMN MOXKET OBITh ONPE/IEJICHO C IIOMOIIBIO JIIO-
OBIX BOCHPON3BOIUMBIX CIIOCOOOB. B nmpeAnoYTnTEeIbHOM acrekTe HACTOSIIIETO N300PETEHHsI YBEJIMUSHUE Cpel-
HEro BPEMEHM BBDKMBAHUS IOITYJISIIMM MOXKET OBITH OIPEEIeHO, HalpHuMep, IyTeM pacdeTa Uil HOMYJISLUH
CpeHeH MPONOIDKUTEIBHOCTH BEDKUBAHUS II0CIIE Hadasa JICYeHHUs aKTUBHBIM coeluHeHuneM. B npyrom mpen-
TOYTHTENEHOM acITIeKTe HACTOSIIEro M300peTeHMs yBEIMUEHHUE CpenHell MPOMOILKUTENBHOCTH KU3HH Hacele-
HUS TaKKe MOXKET OBITh OTpEAEICHO, HallpUMeEp, IyTeM pacdeTa JUis MOMYIIIUN CpeAHEH MPOIOIKUTEIbHOCTH
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BBDKHMBAHMS TIOCJIE 3aBEPLICHUS [IEPBOTO JTAra JICUYCHUS C UCTIOIb30BAHUEM aKTUBHOTO COEJANHEHUS.

B npyrom acrekrte HacTOsIIEro U300pETEHHS JICUCHUE COCTOSHMS, OIUCAaHHOTO B HACTOSIIEM TOKYMEHTE,
MPUBOJIUT K CHIDKEHUIO YPOBHS CMEPTHOCTH B IOIIYIALINHN CyOBEKTOB, MOIYJAIONINX JICICHNE, TI0 CPABHEHHUIO C
TOMYJISINEN CyOBEKTOB, MOMYYArOIINX OJUH HOCHTENb. B Ipyrom acmekTe HACTOSIIETO M300pETEHHS JICUCHNE
COCTOSIHUSI, ONTUCAHHOTO B HACTOSIIEM JOKYMEHTE, IPHUBOIHUT K CHIDKCHHIO YPOBHS CMEPTHOCTH B TOMYJISIINN
CyOBEKTOB, MMOTyJaloIINX JICYeHHE, TI0 CPAaBHEHHIO ¢ TIOMYJIAIEH, He odyJaronei jeuenns. B gpyrom acmekre
HACTOSIIETO M300pPETEHNUS JICUEHHE COCTOSIHUS, ONMMCAaHHOTO B HACTOAIIEM JOKYMEHTE, IPUBOAUT K CHIDKCHHUIO
YPOBHSI CMEPTHOCTH B TMOMYJIALUN CyOBEKTOB, IOJYYAONINX JICYEHHE, TI0 CPAaBHEHHUIO C MOIYJSAIHEH, IOIy-
YaloUIMX MOHOTEPAIHIO JIEKAPCTBEHHBIM CPEJICTBOM, KOTOPOE HE SIBIISETCS COCIMHEHHEM COIJIacCHO BapHaHTaM
peanu3anyy HacTOSIIEro N300peTeHus! WM ero GpapMaleBTUUECKH NPUEMIIEMON COJIBIO, METa0OIMTOM, aHAJIO-
TOM WM €r0 MPOW3BOJIHBIM. [IpearmouTuTenbHO CMEPTHOCTh CHIXKaeTcsl Oosee yeM mpuMmepHO Ha 2%, Oonee
NpeANoYTUTENRHO OoJiee YeM mpuMepHo Ha 5%, Oosee mpeanodTuTeasHO Oojee dyeM mpumepHo Ha 10% u Ham-
OoJiee IpenOYTUTENBHO OoJiee YeM mpuMepHO Ha 25%. B nmpennouruTenbHOM acmekTe HacTOsIIero u3odpere-
HUS CHIDKEHHE YPOBHSI CMEPTHOCTH B MOMYJIALUK CYOBEKTOB, MOIYYAIOIIUX JEUSHHE, MOXKET OBITH ONPEEIICHO
C TIOMOIIBIO JTIOOBIX BOCIIPOM3BOANMBIX CIIOCO00B. B Ipyrom mpeamouTuTeT-HOM acleKTe HaCTOSIIero n3oope-
TEHUSI CHIDKEHUE YPOBHS CMEPTHOCTH B TOMYJIIIMKA MOXET OBITh ONpEICNICHO, HAlpUMep, ITyTeM pacueTa Ui
TOITYJISIIIUH CPEAHEr0 KOJIMYECTBA CBI3aHHBIX C 3a00JIeBaHMEM CMEPTEH B €AMHUILY BpEMEHH IOCIIe HaJaja Je-
YEeHHS C WCTOIH30BaHNEM aKTHBHOTO COCIMHEHHS. B ApyroM mpeanovTHTeIsHOM acleKTe HaCcTOSAIIETo H300pe-
TEHUSI CHIDKCHUE YPOBHS CMEPTHOCTH B MOITYJISAIINH TaKXKEe MOXKET OBITh OIPEICIICHO, HallpUMep, IIyTeM pacueTa
JUTS TIOMYJISIAN CPEIHETO KOJIMYECTBA CBSI3aHHBIX C 3a00JIeBaHMEM CMEpTEeH B €IUHMILY BPEMEHH IOCTIe 3aBep-
IIEHHS TIEPBOTO dTaIla JICYCHUS] aKTUBHBIM COSTUHEHUEM.

B npyrom acmekrte HacTOsIIEro U300peTEHHS JICUCHHE COCTOSHHMS, OITMCAaHHOTO B HACTOSIIEM TOKYMEHTE,
NPUBOAMT K CHIDKEHHIO CKOPOCTH Npojndepanun KieTok. [IpeamouTuTensHo mocie JeueHus: CKOpocThb MpoIIu-
(bepalmu KIETOK CHIXKACTCS 10 MEHBIIEH Mepe mpuMepHO Ha 5%, Ooliee MPeaIoYTHTENIFHO 110 MEHBILIEH Mepe
npumepHo Ha 10%, Oojee mpennouTUTENEHO 0 MEeHbIIEH Mepe npuMepHO Ha 20%, GoJiee MPEAITOYTHTENIBHO 110
MeHbIIeH mepe mpuMepHo Ha 30%, Gojee MpeamoYTHTENBHO 1O MEHbIIeH Mepe mpumepHo Ha 40%, Gonee
MPEIIIOYTUTENHHO 0 MEHbIIeH Mepe mpuMepHo Ha 50%, emie 6ojee MpeanoYTUTENFHO IT0 MEHBIIIEH Mepe MpH-
MepHO Ha 60% 1 HanboIee MPEeINOYTUTENFHO 1T0 MEHBIIEH Mepe mpuMepHO Ha 75%. CkopocTs npomudepanun
KJIETOK MOXET OBITH OmIpezesieHa C MOMOIIBIO JIFOOBIX BOCIIPOM3BOANMEIX CIIOCOOOB ompexaeneHus. B mpenamou-
TUTEIFHOM acIIeKTe HACTOSIIETO H300PETEHUS CKOPOCTh MpoHdepanny KIeTOK ONpeAesioT, HaupuMmep, myTeM
OTIpeNIeNIeHus KOJIMYEeCTBa ACTAINXCS KIETOK B 00pa3iie TKaH! B IMHUILY BPEMEHH.

B npyrom acmekrte HacTOsIIEro U300pETEHHs JICUCHHE COCTOSHHUS, OITMCAaHHOTO B HACTOSIIEM JTOKYMEHTE,
NPUBOAMT K CHIDKEHHIO JOJIM NPONU(EpUPYIOMHNX KieTok. [IpeanodruTensHo mocie JiedeHus A0 npoiuge-
PHUPYIOIINX KJIETOK CHHYKAETCs 110 MEHbLIeH Mepe mpuMepHo Ha 5%, OoJiee MPEaIIOUTHTENIFHO TI0 MEHBIIIEH Me-
pe npumepHo Ha 10%, Goiee MpeaImoYTHTENBHO TT0 MEHbIIEH Mepe npuMepHO Ha 20%, Gonee npeamouTHTEIEHO
10 MeHbIIeH Mepe npumepHO Ha 30%, Goyiee MPEANIOYTUTETBHO MO MEHbIIEH Mepe npumMepHo Ha 40%, Goisee
MPEANOYTUTEIBHO 110 MEHbIIeH Mepe puMepHO Ha 50%, emie 6osee MpeNOUTUTENEHO 0 MEHbBIIEH Mepe MpH-
MepHO Ha 60% 1 HanboJee MPEeAMOYTHTENBHO 1T0 MEHBIIEH Mepe puMepHo Ha 75%. Jlong nponudepupyroninx
KJIETOK MOKET OBITH OmIpezeieHa C MOMOIIBIO JIFOOBIX BOCIIPOU3BOANMEIX CIIOCOOOB ompexneneHus. B mpenmou-
TUTEITFHOM acIIeKTe HACTOSIIEr0 M300pETeHUS JOITI0 IPOTU(pEPUPYIOMNX KIETOK ONPENeIIOT, HalpuMep, IIy-
TEM ONpeAeTICHNS KOTUIECTBA NEIAIMINXCS KIETOK OTHOCHTENHFHO KOMUIECTBA HEACILIINXCS KIETOK B 0Opasie
TKaHU. B Ipyrom mpeanodYTUTeNIbHOM acTieKTe HACTOSIIEr0 H300pETeHUs 0TI MPonn(epupyIONINX KIETOK K-
BUBAJICHTHa MHOTHYECKOMY UHJICKCY.

B npyrom acriexTe fieyeHne COCTOSIHUS, OMMCAHHOTO B HACTOSIIEM JOKYMEHTE, IIPHUBOANT K YMEHBIICHUIO
pasMepa o0nacTH WM 30HBI Mposudepanuy KIeTok. [IpennodTuTensHo mocie JeYeHusT pa3Mep o0IacTu Win
30HBI poJHdepai KICTOK YMEHBIIACTCs 0 MEHbIIeH Mepe Ha 5% I10 OTHOIIEHHUIO K €ro pa3Mepy Jo Jiede-
HUs, OoJiee NPEeNNOYTUTEIBHO YMEHBIIAETCsl 0 MeHblIel Mepe npuMepHo Ha 10%, Gojee mpeArnoYTUTEIHHO
yMeHbIIaeTCsl 10 MEeHbIIeH Mepe puMepHo Ha 20%, GoJiee MPEAIOYTHTEIFHO YMEHbBIIAETCS IO MEHbIIEH Mepe
npumepHo Ha 30%, Oonee MpeamoYTUTENFHO YMEHBIIAETCS 10 MEHbIIeH Mepe npumepHo Ha 40%, Gomee mpen-
MOYTHTENEHO YMEHBINACTCS 110 MEHbIIeH Mepe mpumepHo Ha 50%, eme 6omee MpeanoYTUTENFHO YMEHbBIIAeTCS
0 MeHbIIeH Mepe mpuMepHo Ha 60% u Hanboee MPEeAmoYTUTEIFHO YMEHBIIAETCS IO MEHBINIEH Mepe mpuMmep-
HO Ha 75%. Pa3mep oOmactu miu 30HBI mposrdepanuil KISTOK MOXKET OBITH OIpEeneNieH C MOMOIIBIO JFOOBIX
BOCTIPOM3BOJINMBIX CIIOCOOOB ONpEICTeHHs. B MpenmoYTHTeNbHOM aclekTe HACTOSIIEro M300peTeHHs pa3Mmep
00JacTy WK 30HBI TPOTUQEPANNIN KIETOK MOXKET OBIThH ONpeeicH B KaueCTBE AMaMeTpa WIIM MTHUPUHBI 00JIaCTH
WY 30HBI ITPOJTUQEepaluy KIEeTOK.

Crioco0bl, ONHCaHHBIC B HACTOSIIEM JOKYMEHTE, MOT'YT BKIIIOUaTh WACHTH(QHUKAINIO CYyOBEKTa, HYXK/Aal0-
merocs B JICYCHUH. B mpeanoyTuTen-HOM BapuaHTe peasn3allii HACTOSIIET0 H300peTeHus yKa3aHHbIE CIOCOo-
OBl BKJIIOYAIOT MJICHTU(HKAIMIO MIEKOIUTAIONIETO, HYKAAIOMIErocs B Je4eHUH. B Hanbonee npeanodTures-
HOM BapHaHTEe pealM3allii HACTOSIIEr0 M300pETeHHsI CIOCOOB! BKIIOYAIOT MICHTU(QHKALMIO YeIOBEeKa, HYX-
Jaroierocst B ieueHud. VneHTnduxanus cyobekTa, Hy )KIAalOLMIErocst B JICUCHUH, MOXKET OBITh OCYIIECTBIICHA C
MIOMOIIIBIO JTFOOBIX CPE/ICTB, KOTOPHIE YKA3BIBAIOT Ha CYOBEKT, KOTOPHIN MOXKET HOIYYHUTh HOJB3Yy OT JICUCHHUS.
Hanpuwmep, naerTndukanuio cyobekTa, HyKIAIOMETOCs B JICUCHUH, MOXHO MPOBOJUTH ITyTeM KIMHHYECKOTO
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JINarHO3a, TAOOPATOPHBIX UCTBITAHUN MM JFOOBIMH APYTUMH CPEJCTBAMH, H3BECTHBIMU CIICI[HANIICTAM B JIaH-
HOW 00JIACTH TEXHUKH, BKIIFOYAsl TFOOYI0 KOMOMHAITUIO CPEICTB UICHTH()UKAIIIH.

Kak onmcano B IpyroM MecTe HACTOSIIEro JOKyMEHTa, COSNUHEHHs, OTIMCAHHBIE B HACTOSIIEM TOKYMEH-
T€, MOTYT OBITh IIPUTOTOBJICHBI B BUIE (PapMaI[eBTUUECKUX KOMIO3HUIIMM, IPH KEJTaHUH, U MOTYT ObITh BBEIICHBI
JrO0BIM MyTEM, KOTOPBIH JieNlaeT BO3MOXKHBIM JICYCHUE 3a00JIEBAHUS MM COCTOSHUS. [IpeanouTUTenbHbIM My-
TEM BBEJICHHMS SIBISIETCS IepOpabHOE BBEJCHUE. BBeeHne MoKeT ObITh MPOU3BECHO B BUJE BBEJCHHUS OIIHO-
KPAaTHO#1 /103bI WIIK COEIMHEHUE COTJIACHO BapUaHTAM pPeaH3al[ii HACTOSIIETO H300PETeHUS] MOKHO BBOJIUTD B
TEUeHHe HEKOTOPOro MEepHoja BPEeMEHH JIN0O B BHUIE Pa3[elCHHBIX 103, IHOO B COCTABE C HEMPEPHIBHBIM BbI-
CBOOOKICHUEM HITH ITyTeM CIIoco0a BBEICHUS C HEMIPEPHIBHBIM BHICBOOOXKICHHEM (HATIPUMED, C UCIIOIH30BaAHM-
eM Hacoca). BHe 3aBucuMocTH oT Toro, kak COeMHEHUS COTJIACHO BapUaHTaM peaj3alliy HACTOSIIETrO M30-
OpeTeHus BBOIAT CyOBEKTY, KOJIMIECTBA BBOJUMOTO COCIMHCHUC M BHIOPAHHBIN IMyTh BBEICHUS JOJIKHEI OBITh
BBIOPAHBIL, 9TOOBI CICTIAaTh BO3MOXKHEBIM 3(h(HEKTUBHOE JIeYeHUE OOJIC3HCHHOTO COCTOSHUS.

Jpyrue BapuaHTHI peain3alliil HACTOSIIETO N300PETCHUS BKIIFOUAIOT BBeACHUE KoMOMHanuu CoequHeHUH
HYXIAIoIIeMycsl B 3TOM cyObekTy. KoMOMHAINS MOKET BKITFOYATh COCTUHECHUE, KOMITO3UIINIO, (hapMaIleBTHIC-
CKYIO0 KOMIIO3HUIIHIO, OIIMCAHHBIE B HACTOSIIIEM TOKYMEHTE, C JOIOJHUTENbHBIM JICKAPCTBEHHBIM CPEICTBOM.

HekoTopble BapHaHThI pealii3alii HACTOSIIEr0 H300pETeHUsT BKIIOYAI0T COBMECTHOE BBEJICHUE COETUHE-
HUSI, KOMOO3UIMN W/ WK (apMaleBTHIeCKOW KOMIO3UIMH, OMMCAHHBIX B HACTOSIIEM JOKYMEHTE, C JIOMOJIHHU-
TEJIHHBIM JIEKAPCTBEHHBIM CPEICTBOM. TepMHH "COBMECTHOE BBeJIeHHE" 03HAYAET, UTO B KPOBOTOKE IMAIlEHTA B
OJTHO U TO K€ BpeMs MOTYT OBITh HaiijicHbI JBa WK OOJiee areHTa, BHE 3aBUCUMOCTH OT TOTO, KOTAa U KaK OHH
ObUTH (haKTUYECKU BBE/ICHBI. B HEKOTOPBHIX BapHaHTaX pealn3alliy HACTOSIIEr0 N300PETeHUs YKa3aHHbIC arcH-
TBHI BBOJISAT OJHOBPEMEHHO. B HEKOTOPHIX TaKWX BapHaHTaX PEalM3allil HACTOSIIETO M300PETCHUS BBEICHUC B
KOMOWHAIIMY OCYIISCTBISIOT MMyTeM OOBCIUHECHUS arcHTOB B OJHOM JICKapCTBEHHOH (Gopme. B HEKOTOPHIX Ba-
pHaHTaX pean3aliy HACTOSIICTO W300pPETEHUs YKa3aHHBIC arcHTHI BBOASAT MOCIEIOBATEILHO. B HEKOTOPBIX
BapHaHTaX peallu3allil HACTOSIICrO U300PETCHHS yKa3aHHBIC arcHTHI BBOIAT OJHHUM U TEM JKE€ ITyTeM, HalpH-
Mep MepopaibHO. B HEKOTOPHIX APYTHX BapHaHTAX PEaM3alUd HACTOSIIETO W300pETCHUS YKa3aHHBIC arcHTHI
BBOJISIT PA3NIMYHBIMU ITyTSMH, HAIPUMEP OJIMH BBOJST MEPOPAIBHO, & APYroil BBOASAT BHYTPUBEHHO (B.B). Takum
obpa3om, HarpuMep, KOMOWHAITUS aKTUBHBIX WHTPEIHEHTOB MOXKET OBITh (1) COBMECTHO TIPUTOTOBJICHA U BBE-
JIeHa WJIA JTOCTaBlieHa OJHOBPEMEHHO B KOMOMHHPOBAHHOM cOCTaBe; (2) mocTaBiieHa MOOYEPEIHO WM Tapai-
JISIEHO B Ka4€CTBE OTICJBHBIX COCTABOB MM (3) obecriedeHa MoCpeACTBOM JIIO00M IPYro cXxeMbl KOMOMHHPO-
BaHHOM Tepanuu, N3BECTHOH B TaHHOU oOmacTu. [Ipu gocTaBke B Yepeayromeicst Tepaniu CriocoObl, ONTMCaHHbBIE
B HACTOSIIIIEM JTIOKYMEHTE, MOTYT BKIIFOUATh BBEICHHE WMJIM JIOCTABKY aKTUBHBIX WHTPEIMEHTOB MOCIIEA0BATENb-
HO, HalpHMep, B OTICIEHOM PacTBOPE, IMYJIbCHH, CYCIICH3HHU, B OTACIBHBIX TaOJEeTKaX, MATIONSAX WIH Karcy-
JaxX, WIA MOCPEACTBOM PA3IUYHBIX WHBCKIMN B OTJCIBHBIX IIMPHIAX. B o0miem, npu yepeayromeiics Tepaniu
3(h(HEeKTUBHYIO 03y KaXIOTO aKTUBHOI'O MHTPEIUEHTA BBOISIT MOCIICIOBATENBHO, T.C. ICPHOANICCKH, TOTIA KaK
B OJTHOBPEMEHHOI Tepanu, 3¢ ()eKTUBHBIC JO3BI ABYX WK 00Jee aKTUBHBIX WHTPEIUCHTOB BBOJISAT COBMECTHO.
Taxoke MOTYT OBITh UCIIOJIB30BaHbl PA3IHYHBIC ITOCICIOBATEIBHOCTH EPUOHICCKON KOMOMHUPOBAHHOMN Tepa-
U,

Dubpo3 JEerKuX.

®ubpo3 Jerkux, Takke Ha3bIBaeMblil mauomatudeckuM (udposzom serkux (MDJI), nHTEpCTUIIHATHHBIM
mudGy3HEIM GUOPO30M JIETKHX, BOCIAITUTEIBHBIM (QHOPO30M JIETKHX WiIH (HOPO3UPYIONIMM aJbBEOJUTOM,
MPEJICTaBIsIeT cO0OW PAcCTPOMCTBO JIETKUX M I'€TEPOTCHHYIO TPYIILy COCTOSHHMN, XapaKTEePU3YIOUIYIOCS aHO-
MallbHbIM 00pa3oBaHieM (HOPO3HOM TKaHU MEXIy albBEOJaMH, BbI3BAHHBIM AIbBEOJHMTOM, BKIIOYAs KJIETOY-
HYI0 UHQWIBTPAIMIO B TIEPETOPOJIKAX ABBEOI ¢ 00pa3yromuMcs B pesynbrate ¢puopo3om. [Hocnencteus UDJI
SIBIISTIOTCSI XPOHHMYSCKUMHE MTPOTPECCUPYIOMIMMHU U 9acTo (haTanbHeIMU. COCIUHCHHS U CIOCOOBI, OIMMCAHHBIC B
HACTOSIIEM JOKYMEHTE, MOT'YT OBITh IPUMCHEHBI JJIs1 JIeUeHUs PuOpo3a JIETKuX, Takoro kak MdJI.

®dubpo3 moyex.

He3aBucumo oT mpupo sl IEPBOHAYANEHOTO HHCYIBTA, (PUOPO3 MOYCK CUUTACTCS OOIIMM OKOHYATEIBHBIM
MyTeM, TI0 KOTOPOMY OOJIE3HB MOYEK MPOTPECCHPYET N0 TEPMHHANBHOW CTAINH IMOYCYHON HEIOCTATOYHOCTH.
CoeauHEeHHS U CIIOCOOBI, ONTMCAaHHBIE B HACTOSIIEM JOKYMEHTE, MOTYT ObITh TIPUMEHEHBI PH JIeYeHUU HruOpo3a
MOYEK.

Cunres.

CoenuHeHHs, pacKphIThIe B HACTOSILIEM JOKyMEHTE, MOT'YT ObITh CHHTE3MPOBAHbI C IIOMOIIBIO CIIOCO0OB,
OTIMCAHHBIX HUXE, WU TTyTeM MOAU(UKAINH dTUX CIOCO00B. BapuaHThl MOaudUKaAIIIU CIOCOO0OB BKIIIOUYAIOT,
Cpeau MpoYero, U3MEeHEeHHEe TeMIIepaTypbl, PACTBOPHUTEIIS, PEareHTOB U T.J., YTO U3BECTHO CIECIUAIUCTAM B JaH-
HOW 00acTH TeXHUKU. B 001IeM, npu MpoBeIeHUH JIFOO0TO U3 MPOIECCOB TMOIYYCHUS COCIMHECHUM, PACKPBITHIX
B HACTOAIIEM JOKYMEHTE, MOXKET ObITh HEOOXOTUMO H/WJIH KETIaTeIbHO 3alUTUTh YyBCTBUTCIBHBIC HITH PEaK-
IUOHHOCTIOCOOHBIC TPYIIEI B JIFO00H U3 pacCMAaTPUBAEMBIX MOJICKYJ. DTO MOXKET OBITh JOCTHTHYTO MOCPEICT-
BOM OOBIUHBIX 3aIUTHBIX TPYII, TAKAX KaK TPYIIE], ONHCAaHHBIE B MCTOYHHMKAaX Protective Groups in Organic
Chemistry (ed. J.F.W. McOmie, Plenum Press, 1973) u P.G.M. Green, T.W. Wautts, Protecting Groups in
Organic Synthesis (3™ ed) Wiley, New York (1999), moisoe conepkanue 0GOHX W3 KOTOPIX BKIIOYCHO B Ha-
CTOsIII[ee OIMUCaHKUE MTOCPEICTBOM CCBUIKH. 3allIUTHBIC TPYIIBI MOTYT OBITh YIaJeHbl Ha TOAXOMAAIICH CIeayIo-
el CTaJuu C UCIOJIb30BAHUEM CIIOCOOOB, M3BECTHBIX U3 YPOBHs TeXHHKH. CHHTETHUECKHE XUMHUYECKHUE Ipe-
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00pa3oBaHus, MOIXOAAIINE I CHHTE3a TOAXOAIINX U IPUMEHECHUS COCAMHCHUH, U3BECTHBI B TAHHOHW 00-
JIACTH ¥ BKIIIOYAIOT, HATIpUMEp, peoOpa3oBaHus, onrucaHHble B nctounnkax R. Larock, Comprehensive Organic
Transformations, VCH Publishers, 1989, mnu L. Paquette, ed., Encyclopedia of Reagents for Organic Synthesis,
John Wiley and Sons, 1995, moHOE coneprkanue 000UX M3 KOTOPBIX BKIIOYEHO B HACTOSIIEE OTIMCAHNE TTOCPE]-
CTBOM CChUTKH. [loka3aHHBIE W ONMCAHHBIC B HACTOAIIEM MOKYMEHTE CIOCOOBI CHHTE3a SIBIAIOTCS HCKIIOYH-
TEJNBHO WILUTIOCTPATUBHBIMH, HE TPEIHA3HAYCHBI IS OTPaHNYCHUS 00beMa MPUTA3aHAN KaKUM-ITHO0 0O6pa3oM H
HE JOJDKHBI OBITH TaKMM 00pa3oM HCTOJKOBaHBL CHENHANHCT B JaHHOW OOJIACTH TEXHHKH CMOXET BBISBHTH
MOTU(HUKAINK OMHCAHHBIX CHHTE30B M Pa3paboTaTh albTepHATHBHBIC CIIOCOOBI HA OCHOBE NMPHBEICHHBIX B Ha-
CTOSIIEM JOKYMCHTE PACKPBITHIl, BCE TaKHe MOTUPUKAIINH U aTbTCPHATHBHBIC CIIOCOOBI HAXOMSATCS B Mpeeiax
00BeMa (hopMyITBI H300pETCHUS.
IIpumepsr

JloToTHUTEIBHBIC BapHAHTHl PEANM3allUi HACTOSINEIO M300PETCHUS PACKPHITHI Ooliee MOIPOOHO B Clie-

JYIOIIUX MPUMEpax, KOTOPbIC HUKAKKM 00pa3oM He MpeIHA3HAYCHBI JJIs OTpaHHYCHHUS 00beMa (pOPMYIIBI U30-

OpeTeHus.
ITpumep 1-A. Cunre3 Coequnenus 1 (cxema I)
o hs OEt o
« /T SN 0 m-CPBA m_.{ 1. AG2O, 06p. xon., 18 4 an 0
H—mM T =g g >
| NaOEL aMoA  NZ S bEt mxMcr. ) OFt "2 BN, H,0MeOH oSy ~s” et
N g O
120°C -4
I 12 13
HO. 7 \ 0
B(OH), o ~ ‘
Z ‘ A N S OEt
Z I \ o) ) o) N ] OEt 14
HO” N7 S OFt Cu(OAc),, Py, PyNO
14 MC 4 A, IXM, Oz, k. T.

cl
CoenuHenue 1

K pactBopy stuntuormmkonsata (11,14 r, 92,8 mmons) B 400 Mma IM®PA noprmsmu nobdasnsimn NaOEt
(14,5 r, 185,7 mmomnb). [Toyaennyro cMech nepememnBany B Tedenre 30 mud mpu 0°C. Jlaiee Kk oydeHHOMY
pactBopy noprusimu nobasisuim Coenunaenne 1-1 (10 T, 71,4 mmons). [loaydeHHyI0 CMECh TIEpeMEITUBAIN TIPH
120°C B Teuenue Houu. [lomydeHHYIO peakIMOHHYIO CMECh OXJaKAalIN A0 K.T., pasodasmsum Bojaoi (300 mu),
noaBepranu skcrpakiuu nocpeactBoM EtOAc (3x300 mit), oObenMHEHHBIE OPTaHUYECKHE CIIOM TPOMBIBAIN
COJIEBBIM PAacTBOPOM, CYIIMIHN Hajx 6e3BoaHbIM Na,SO4 1 KoHIeHTprupoBay. [1oaydeHHBINH 0CTaTOK TPOMBIBAIIH
nerposieitHeiM 3upom ¢ nmonmydenueM Coeannenns 1-2 (8,7 r, Bexoa: 59%) B Bue TBEPOTO BELIeCTBa OJIeTHO-
KOPUYHEBOTO I[BETA.

'H SIMP (CDCls, 400 MT'm): 8 8,68 (dd, J=1,6, 4,4 T'n, 1H), 8,16 (dd, J=1,6, 8,0 ', 1H), 8,00 (s, 1H), 7,36
(m, 1H), 4,43 (q, J=7,2 'y, 2H), 1,42 (t,J=7,2 I'n, 3H).

MC (U3P) m/z [M+H]" 208,0.

K pacrBopy Coeaunenns 1-2 (7,5 r, 36,2 mmons) B 300 M JIXM nopumsimu no6asnsimn m-CPBA (12,4 T,
72,4 mmous) tipu 0°C. TlomydeHHBIH pacTBOp MEepEeMEIINBAIN MTPH K.T. B TEUEHUE HOYH, ITOCIIE YEro €ro TacHiIu
HACBIIEHHBIM BOJH. Na,S,03. Opranudueckuil CION OTIEISIIN, BOAHBINA CJIION MOABEPTAH YKCTPAKIIUN TTOCPEI-
ctBoM EtOAc (3x200 mi). OObeIvHEHHBIE OpraHUYECKHE CIIOM NPOMBIBAM HachleHHBIM BoaH. NaHCO; u
COJIEBBIM PAcTBOPOM, CYIIMIN Haja 6e3BomHbIM Na,SO4 U KOHIIEHTpUpOBaIH. [lonydeHHBI HEOUHIICHHBIN TTPO-
IYKT TIPOMBIBAJIM ETPOJICHHBIM 3(hupomM ¢ momydenneM Coenmnenus 1-3 (7,5 T, Bexon: 93%) B BHIE TBEpIAOTO
BeIllECTBA OEJIOT0 IBETA.

MC (UDP) m/z [M+H]" 224.0.

Coenunenue 1-3 (7,0 T, 31,4 mmons) nobasismu B 60 mit Ac,O, oy4eHHBIH pacTBOp HarpeBajin ¢ oopar-
HBIM XOJIONWJIBHHKOM B TedeHue HouM. [loydeHHYI0 peakIMOHHYIO CMECh KOHIIEHTPHUPOBAIH, MOJYYEHHBIH
ocratok pactBopsui mocpenctBom 100 M MeOH, k monmyuenHoit cmecu no6asisumn 6 mut TOA, cmeck nepeme-
IIMBAJIM TIPH K.T. B TeUeHHE 4 4 U 3aTeM ee KOHLEHTpUpOBaH, pa3basisum nocpencrsom EtOAc (500 mir), mpo-
MBIBAJIM BOJIOH M COJIEBBIM PacTBOPOM, CymIHiau Haj Oe3BoxHbM Na,SO4 m koHueHTpupoBaind. [lomydeHHbIH
OCTaTOK OYMINAIM IOCpeAcTBOM (uomi-xpomarorpagun Ha cuimkarene c¢ mnerposneiHbiM 3hupoM/EtOAc
(20:1->10:1-55:1>1:1>1:2—1:10) ¢ nonyuennem Coenunenus 1-4 (2,8 r, Berxon: 40%) B BUae TBEpAOTO Be-
IIECTBa KOPUIHEBOTO IIBETA.

MC (U2P) m/z [M+H]" 223.8.

B kon6y BHOocwnu Coemmuenue 1-4 (1,0 T, 4,48 mMmonb), 4-xmopdennndbopoHoBor kumciaotel (2,11 T,
13,45 mmons), Cu(OAc), (4,05 T, 22,4 mmons), mupunua N-okcun (4,26 T, 44,8 MMonb), nupuaud (2,69 T,
35,8 MMos), MonekysapHoe cuto 4A (1,0 1) m 300 ma 6e3Boxsoro JJXM. ITonydeHHYI0 cMech MepeMEITnBaIn
B aTMoc(epe KucIopoa MpH K.T. B TEUYEHNUE HOUM. XOJ peakuu KOHTponuposanu nocpeactsoM TLC u, koraa
MCXOAHBIM Marepuai OBl M3pacXo/0BaH, CMECh KOHLICHTPUPOBaIH, pa30asisui Bogoi (100 mur), moasepranu
skctpakiuy nmocpenctsoM EtOAc (3x300 mur). O0beIMHEHHBIA OPTaHUMYECKUN CIION MPOMBIBAIIM COJIEBBIM pac-
TBOPOM, CyIImiu Haja 6e3BoaHbIM Na,SO4 1 KOHIEHTpUpoBaiIH. [10Iyd4eHHbIH OCTaATOK OYHIIAIH IIOCPEICTBOM
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(dbmm-xpomarorpaduu Ha cumkaresie ¢ nerposiedasiM d3¢pupoM/EtOAc (50:1-30:1>10:1-5:1-2:1) ¢ nomy-
yerneM Coemuaenus 1 (900 mr, Beixoa: 60%) B BUIE TBEPAOTO BelIecTBa OJIETHO-KEITOTO IIBETA.

'H SIMP (JIMCO-dg, 400 MT'1): & 8,04-8,00 (m, 2H), 7,71 (d, J=8,4 ', 2H), 7,60 (d, J=8,4 I';, 2H), 6,60
(d, J=9,6 T'u, 1H), 4,24 (q, J=7,2 T'u, 2H), 1,24 (t, J=7,2 Ty, 3H).

MC (M2P) m/z [M+H]" 333.9.

CoenuHeHnne 2 TONy4daad corjacHO Meromguke momydeHuss CoeamHeHHsT | ¢ HCTHOJIB30BaHUEM
1-(2-xmoprmmpuanH-3-un)3TaHoHa BMecto Coenuuenus [-1 B Bujae TBEpAOTO BEIecTBa OEIOTO I[BETA.

'H SIMP (CD;0D, 400 MTI'u): § 8,06 (d, J=9,2 T', 1H), 7,70-7,67 (m, 2H), 7,50-7,48 (m, 2H), 6,68 (d,
J=9,6 I'u, 1H), 4,29 (q, J=7,2 'y, 2H), 2,69 (s, 3H), 1,35 (t, J=7,2 T'y, 3H).

MC (U2P) m/z (M+H)" 347,9.
IIpumep 1-B. Cunre3 Coenunenus 3 (cxema II)
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K nepememmBaemoit cmecu Coenunenus II-1 (5,0 r, 27 mMounb) u sTunTuornukonsta (3,9 r, 32,4 mmois) B
JAM®A (50 mi) no6asmsm NaH (1,29 r, 54 mmois) npu 0°C. [lonmydeHHYIO peakIIMOHHYIO CMECh ITepeMelInBa-
JM TIpH K.T. B T€UEHHE HOYM. Peakiio MeaneHHo racwim Bojoi (50 M) n 3aTeM peakIMOHHYI0 CMECh ITOJIBep-
ranu dkeTpakiuu nocpeactBoM EtOAc (3x50 mur). OObeMHEHHBIH OpraHUYEeCKUA CIIOW MPOMBIBAIH COJIEBBHIM
pactBopoM, cymmiu Haa Na,SO, U KOHUEHTpUPOBau ¢ noiydeHueMm HeouniieHHoro Coemunenus 11-2 (3,7 r,
BBIXOJ: 51% HEOUYHMIIEHHOTO BEIIECTBA), KOTOPOE HETTOCPEICTBEHHO HCITOIB30BATN HA CIIEAYIOIIEH CTaHH.

K momyuennoit cmecu Coemunenus 11-2 (3,7 r, 13,7 mmoins) B 30 M EtOH mo6asmsiim NaOEt (1,87 r,
27,4 MMOJITb) Y TIOJIYYCHHYIO PEaKIIMOHHYIO CMECh NIepeMEeNTNBaIM TIPH K.T. B TedueHue 2 4. Jlamee mosoawim pH
cMmecu 10 2 nocpeactsoM Boad. HCI (2 M), ocaxaeHHOE TBEpIOE BEIIECTBO COOMpanu ¢ noimydeHneM Coeamne-
aus [1-3 (2,4 1, Bexox: 79%), KOTOpoe HEMOCPEACTBEHHO MCTIONIF30BANIN HA CIEAYIOIECH CTaIIH.

Cwmech Coemmnenus 11-3 (3 1, 13,4 mmons) u NaOAc (2,2 1, 26,8 MMoutb) B Ac,O (50 M) mepemermmBanu
NPY HAarpeBaHUM ¢ 0OPATHBIM XOJOAMIBHUKOM B TeueHHe 2 4. CMech OXJIaXKAaIH 0 K.T., KOHIEHTPUPOBAIH T10]
BaKyyMOM, IOJy4eHHYI0 cMech pactBopsuti B EtOAc (100 mir), mpombIBany HachleHHBIM BosH. Na,CO; 1 Bo-
no#. Oprannyeckyto ¢a3y cymmin Hax Na,SO4, KOHIECHTPUPOBAIH IIPU HOHIKEHHOM JaBJICHHH C HOITy4YeHHEM
Coenunenns 11-4 (3 T, Beixon: 84%).

K nepemenmBaemomy pactBopy Coennnenus 11-4 (3 1, 11,3 mmozb) B 6e3BogHoM JIXM (60 mir) mpu 0°C
no6asisiin m-CPBA (5,85 1, 34 mmonb). Jlanee moixydeHHYI0 CMECh IEpPEeMEIINBAIN B TEUEHHE HOUH IIPH K.T.
TTociie 3TOrO MOJIYIEHHYIO CMECHh MPOMBIBAIN HACKHIIIEHHBIM BOJIH. pacTBopoM Na,SO; cymmn Hax Na,SO, u
KOHIICHTPUPOBAJIN TPH TOHMKEHHOM JaBJieHWH. [10JIydeHHBIN 0CcTaTOK mepekpucTaumm3oBbiBani n3 EtOAc ¢
nonysenneM Coegunenus 11-5 (2,5 r, Berxon: 79%) B Buie TBEpAOTO BEIIECTBA OEIOTO IBETA.

Coenunenwne I1-5 (2,5 1, 8,9 Mmob) pactBopsuti B Ac,O (30 mut), M MONMyYEHHYIO CMECh HAarpeBalid ¢ 00-
paTHBIM XooamIsHUKOM Tipu 140°C B Teuenue 18 4. [Tocne oxmaxaeHUs J0 K.T. TIOJYYSHHYIO CMECh KOHIICH-
TPHUPOBAIH IPH MMOHIKCHHOM AaBJIeHUH. [10TydeHHBII 0CTaTOK OYHIAIN ITOCPEACTBOM KOJIOHOYHON XpoMaro-
rpadun Ha cuiukareine ¢ nerpoieidHbM 3¢pupoM/EtOAc (20:1) ¢ nonyuennem cmecu Coenunenus 11-6 u Co-
enunenus 11-6A (1,5 T, BeIxox: 52%) B BUJIE TBEPIOTO BEIIECTBA JKEJITOTO L[BETA.

K nepememmBaemomy pactBopy cmecu Coenunenus 11-6 nu Coenunenus 11-6A (1,3 1, 4 mmons) B MeOH
(65 M) moGasmsmn TOA (10 mur) pu K.1. J{anee mosy4eHHYIO CMECh ITepeMENINBaIN B T€UCHUE | 4 TIpH TemIte-
parype okpyxatomeit cpenpl. [lomydeHHy0 cMech KOHIIEHTPUPOBAJIH MIPU MOHIKEHHOM JaBJICHUH C MOJTY4CHH-
em cmecu Coenunenus 11-7 nu Coemunenns I1-7A (1,0 r, Berxoxa: 88% HEOUHIIIEHHOTO BEIIECTBA) B BUIE TBEPIO-
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T'O BELIECTBA JKEJITOTO IIBETa, KOTOPOE MCIOJIb30BAIH HETIOCPEICTBEHHO 0€3 JOTOIHUTEIEHON OUNUCTKY.

Cwmecp Coennnenust 11-7 u Coemunenust I1-7A (500 wmr, 1,8 Mmoins), 4-x10pdeHHIO0POHOBON KHCIOTHI
(842 wmr, 5,4 mmoip), Cu(OAc), (1,63 T, 9 Mmous), mupuauH-N-okcuaa (1,71 r, 18 Mmoip) n mupuauna (1,42 T,
18 MmMoutp) B 6e3B0otHOM JIXM (50 Mur) mepemernuBany B Teuenrne 80 4 Mpu K.T. HA Bo3ayxe. [lanee morydeHHyIo
CMECh IIPOMBIBAJIM BOJIOHM, U opraHudeckyro (asy cymmmn Han Na,SO,, KOHIEHTPUPOBAIN NPH MOHM)KEHHOM
naBieHud. [lomydeHHbI ocTaToOK ounmany nmocpenctsom mnpern. BOXKX ¢ momyuennem Coemunenus 3 (100 wmr,
BbIXOM: 16%).

'H SIMP (CD;0D, 400 MI'n): & 7,96 (d, J=9,2 ', 1H), 7,62 (d, J=8,4 T'u, 2H), 7,41 (d, J=8,4 I'u, 2H),
6,43 (d, J=9,2 I'u, 1H), 4,15 (q, J=7,2 T'y, 2H), 1,24 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)": 349,9.

CoenuHeHne 4 1MoMydaiad COTJIaCHO METOJMKE, aHAJIOTHYHOM MeTonuke noiydenus CoeauHeHus 3, ¢ wc-
nosib3oBaHueM |-(2-xnoprnupuanH-3-win)nponad-1-ona BMecto Coennnenus 11-1.

'H SIMP (JIMCO-dg, 400 MI'): § 12,3 (ymmp. s, 1H), 8,03 (d, J=9,6 ', 1H), 6,53 (d, ]=9.2 I'i, 1H), 4,29
(q,J=7,2 Ty, 2H), 3,12 (q, J=7,2 I'y, 2H), 1,33 (t, J=7,2 'y, 3H), L15 (t, J=7,2 'y, 3H).

[Mpumep 2. Cunres ananoros S-amwimupdenunona (cxema I1I)
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K pactBopy Coenunenus II1-1 (30 1, 0,162 monb, 1 3kB.) B 300 mu 6e3BoHOr0 TT'® mobaBisiiu mo Kar-
nsM pactBop n-BuLi (2,5 M B rekcane, 77,5 mi, 0,19 monb, 1,2 3kB.) mpu -70°C. Tlocne 3aBepiieHus 100aBie-
HUS TIOMY4YeHHYI0 cMech nepemermBany npu -70°C B Teuenne 20 MHUH C MOCIEAYIONIMM H00aBICHHEM TI0 Kall-
nsM pactBopa N-meTokcu-N-metmnaneramuaa (33 r, 0,322 mons, 2 3kxB.) B 100 Mt 6e3BogHoro TT'®, momydeH-
HOMY PacTBOPY MO3BOJISUTH HATPETHCS A0 K.T. M IPOBOAMIIA €T0 IIepeMeIInBaHie B TedeHne 2 4. Peakmmro racu-
mu HackimeHHpM BogH. NH,4Cl (100 mur), mpoBoaumu skcTpakiuio mocpeactsom EtOAc (3x300 mut), moyueH-
HBI OPTraHUYECKHHA CIOW TPOMBIBAIA COJIEBBIM PACTBOPOM, CYIIMIM HaJ O0e3BomHBIM Na,SO, U KOHIIEHTPUPO-
BaJIM 1O BakyyMoM. [loirydeHHBIH OCTaTOK OYHINAIN TTOCPEACTBOM (udII-XpoMaTorpaduu Ha CHIIMKAreie C
nerponeitasiM 3¢pupom/EtOAc (100:1) ¢ momyuernem Coennnenns I11-2 (14,8 r, Beixox: 62%) B BHIE TBEPAOTO
BelllecTBa OEJIOro IBETa.

'H SIMP (JIMCO-dg, 400 MTI'): & 8,81 (d, J=2,0 I'n;, 1H), 8,16 (dd, J=2,4, 8,4 'y, 1H), 6,90 (d, J=8,8 T',
1H), 3,93 (s, 3H), 2,55 (s, 3H).

MC (U3P) m/z [M+H]" 151,6.

K pactBopy Coenunenust I11-2 (5 1, 33 mmons) B 20 ma EtOH no6asmstmu Bogn. HBr (48%, 60 mu). Iomy-
YCHHYIO PEAKIMOHHYI0 CMECh HArpeBajy ¢ OOPaTHBIM XOJIOIMIFHIUKOM B TeUeHHE HouH. [Tocne oxnmaxkaeHus 1o
K.T. TIOJIyYCHHYIO CMECh HEHTpaM30BBIBAIM MyTeM Jao0aBicHUs HackimeHHoro BomH. NaHCO,;, monasepramu
skcTpaknuu mocpeactBoM EtOAc (3x100 mi). OObeTUHEHHBIH OPTaHUYCCKHIA CIIOH TPOMBIBAIN COJICBBIM pac-
TBOPOM, CYIIWIN Haa 6e3BoaHBIM Na,SO, U KOHIEHTPUPOBAIH ¢ MosrydeHneM Heouunnennoro Coennnenus 111-3
(3 1, BBIXO: 65%) B BHIE TBEPAOTO BEIleCTBA OEIIOTO IBETA.

K pactBopy Coemunenus III-3 (1 axB.) B JIXM (0,1 MMosb/Mi) mobaBisiian 6opoHOBYto kucioty I[11-4
(2 9KB.), Cu(OAc), (1 2xB.), mupuauH (10 3kB.) 1 mTUpUIUH-N-0KCH (2 9KB.) C MOCIEAYIOIMHUM T00aBIEHUEM
MOJIeKymsIpHOTo cuTa 4A (kommuecTBO, MpUMEpHO paBHOe KonmdectBy CoenuHenus I11-3). ITonydeHHyIO peak-
IIHOHHYIO CMeCh MepeMeIInBaId Ipu K.T. B aTMocdepe Kuciaopoaa B TedueHne Houw. llocie 3aBepmieHus peak-
ud, mo naHHeIM TCX, moMydeHHYI0 cMech (DMIIBTPOBAIX U MPOMBIBANH, TOTYYCHHBIH (QUIBTPAT MPOMBIBAIN
COJICBBIM pacTBOpPOM, cymmin Haa Na,SO, v KOHIeHTpupoBaiu. [1oTydeHHBIH 0CTATOK OYHIIAIN MOCPEICTBOM
KOJIOHOYHOW Xpomartorpaduu Ha cHiInKarene ¢ noxyderuem I11-5.

Coenunenne 10 (Berxom: 61%): 'H siMP (AIMCO-dg, 400 MI'm): 6 8,43 (d, J=2,4 T'n, 1H), 7,90 (dd, J=9,6,
2,4 T, 1H), 7,39 (d, J=8,8 I'y, 2H), 7,06 (d, J=8,8 'y, 2H), 6,51 (d, J=9,6 I'ny, 1H), 3,81 (s, 3H), 2,41 (s, 3H).

Coenunenne 11 (Berxom: 67%): 'H siMP (AIMCO-dg, 300 MI'm): 6 8,42 (d, J=2,4 I'n, 1H), 7,88 (dd, J=9,6,
2,4 T'u, 1H), 7,34 (d, J=8,7 I'n, 2H), 7,02 (d, J=9,0 I'u, 2H), 6,49 (d, J=9,6 I'n, 1H), 4,68-4,64 (m, 1H), 3,40 (s,
3H), 1,28 (s, 3H), 1,26 (s, 3H).

Coenunenne 12 (Beixom: 50%): 'H SIMP (AIMCO-dg, 400 MTI'm): 6 8,57 (d, J=2,4 ', 1H), 7,95-7,92 (m,
2H), 7,87 (d, J=7,6 I'n, 1H), 7,82-7,79 (m, 2H), 6,56 (d, J=9,6 I'y, 1H), 2,43 (s, 3H).
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Coenunenne 13 (Beixom: 78%): 'H SIMP (AIMCO-dg, 400 MTI'm): 6 8,52 (d, J=2,4 T'i, 1H), 7,95-7,91 (m,
1H), 7,64 (d, J=8,8 ', 2H), 7,56 (d, J=8,8 I'u, 2H), 6,56 (d, J=9,6 I'u, 1H), 2,44 (s, 3H).

Coenunenne 14 (Berxon: 74%): 'H iMP (AIMCO-dg, 400 MI'm): 6 8,49 (d, J=2,4 T'n, 1H), 7,91 (dd, J=9,6,
2,4 T'n, 1H), 7,56-7,52 (m, 2H), 7,40-7,35 (m, 2H), 6,53 (d, J=9,6 I'u, 1H), 2,42 (s, 3H).

Coenunenne 15 (Bexon: 67%): 'H iMP (AIMCO-dg, 400 MI'm): 6 8,45 (d, J=2,4 T'n, 1H), 7,90 (dd, J=9,6,
2,8 T'n, 1H), 7,46-7,41 (m, 1H), 7,03 (t, 3H), 6,52 (d, J=9,6 I'n, 1H), 3,79 (s, 3H), 2,42 (s, 3H).

Coenunenne 16 (Berxon: 74%): 'H siMP (AIMCO-dg, 400 MI'm): 6 8,53 (d, J=2,8 I'n, 1H), 7,90 (dd, J=9,6,
2,4 T'n, 1H), 7,64-7,58 (m, 1H), 7,52-7,48 (m, 1H), 7,41-7,35 (m, 2H), 6,57 (d, J=9,6 I'u, 2H), 2,45 (s, 3H).

Coenunenne 17 (Berxom: 64%): 'H SIMP (AMCO-dg, 400 MI'): & 8,55 (d, J=2,4 T'u, 1H), 7,92 (dd, J=9,6,
2,4 T'n, 1H), 7,67-7,63 (m, 2H), 7,55 (d, J=8,4 ', 2H), 6,56 (d, J=9,6 T', 1H), 2,42 (s, 3H).

Coenunenne 18 (Borxom: 23%): 'H SIMP (AMCO-ds, 400 MI'n): & 8,37 (d, J=2,4 T'u, 1H), 7,92 (dd, J=9,6,
2,4 T'u, 1H), 7,20 (d, J=8,4 I'u, 1H), 6,95 (d, J=2,8 T'u, 1H), 6,52 (d, J=9,6 ', 1H), 4,06 (q, J=6,8 'y, 2H), 2,40
(s, 3H), 2,00 (s, 3H), 1,34 (t, J=6,8 'y, 3H).

Coenunenne 19 (Berxom: 40%): 'H aMP (AMCO-dg, 400 MTI'm): 6 10,18 (s, 1H), 8,46 (d, J=2,4 I'u, 1H),
7,91 (dd, J=9,6, 2,4 T'u, 1H), 7,73 (s, 1H), 7,60 (d, J=8,4 T'u, 1H), 7,46 (t, J=8,0 I'u, 1H), 7,12 (dd, J=7,6, 0,8 I'1,
1H), 6,53 (d, J=9,6 T', 1H), 2,41 (s, 3H), 205 (s, 3H).

Coenunenre 20 MoyJaid COTJIACHO YKa3aHHOUM 0OIeil MeToIuKe, 32 HCKIIIOUEHHEM TOTO, YTO PACTBOPH-
TeJb 3aMEHUTH Ha arleTOHUTpua (Beixoa: 10%).

'H SIMP (CDCl;, 400 MTI'n): & 8,06 (d, J=2,4 I'u, 1H), 7,97 (dd, J=10, 2,4 T, 1H), 7,53-7,45 (m, 1H),
7,43-7,36 (m, 1H), 7,34-7,25 (m, 2H), 6,67 (d, J=10 T'u, 1H), 2,45 (s, 3H).

MC (U3P) m/z (M+H)" 232,0.

IMpumep 3-A. Cunres Coeaunenns 21 (cxema IV).
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K pactBopy S-metmin-2-nupugona mpodasisin Coeaunenne [V-1 (643 mr, 5,9 mmons) B IXM (71 M) u
IM®DA (23,5 mi), Cu(OAc), (2,14 r, 11,784 mmons), 4-ruppokcudenmndooponoByro kucimory (0,975 ,
7,07 mmons), mapuuH (0,95 M, 11,784 MMOJIb) U aKTHBUPOBaHHBIE MOJIEKYIApHbIe cuTa 4A (7,1 r). Tomyuen-
HYIO CMECh ITepEMELINBANIN TIPH K.T. B TeueHue 24 4. JloGasisuin KoHIeHTpupoBaHHbIid pactBop NH4OH, mposo-
T QUIBTPOBaHUE Yepe3 nesuT. PunbTpar ynapuBaiv NMoj BaKyyMOM M MOJTYYE€HHOE HEOUYHIIEHHOE BEIECT-
BO OYHIIAIH TocpencTBoM ¢um-xpomatorpadun (SiO,; AXM/MeOH) ¢ nonyuennem Coexunenust 1V-2, 600
MT YHCTOTO IPOAyKTa (BBIX0I: 51%), B BHE TBEPIOTO BeLIeCTBa OJIETHO->KENITOTO LIBETA.

MC: m/z 202,2 (M+H).

K cycnensun Coemunenus 1V-2 (250 mr, 1,24 mmons) B JIM®A (9 mi) nmob6asnsmun PEG-Tos (395 wr,
1,24 mmoms), K,CO; (343 wmr, 2,48 mmons) u HarpeBanu nipu 50°C B Teuenne 24 4. PeakmmoHHy10 cMech QUITBT-
poBaJIM Yepe3 ciiol 1enuta, mpoMbiBain MeOH u ynansany pacTBOPUTENH 101 BaKyyMoM. [TorydeHHbIi HeOqH-
MICHHBIN MaTepuall oYM TocpeacTBoM (iamr-xpomatorpaduu (SiO,; JIXM/MeOH) ¢ monydernnem Coenn-
Herns 21, 400 mr gucroro npoxykra (Berxon: 93%), B Bue OeCIiBETHOTO Macia.

MC: m/z 348,4 (M+H).

Coeaunennie 22 mojy4ald COTJIACHO METOJAMKE, aHAJIOTMYHOM MeTonuke noiydeHusi CoenuHenus 21, c
ucronb3oBanueM 1-(3-runpoxcudenmn)-5-mermnmupuaui-2(1H)-ona Bmecto Coennnenus [V-2.

MC: m/z=348,6 (M+H).

IIpumep 3-B. Cunte3 Coenunenus 23 (cxema V)

F
B(OH), B
I
x B(OH),
) | © B
N~ 0
Br. N Oy’ N~ o
| V-2 Fva
_—
N
H

O Cu(OAcy,, Py, PyNO Pd(dppf)Cly,Na,CO;,
MC 4 A, OXM, Oz, k. T. o OM3/H20, 06p. xon.

O/

O~
CoenuHeHue 23
Cmech Coemunenust V-1 (4,3 r, 22 MMmonb), 60poHOBO# KucinoTel V-2 (2,75 1, 14 MMoib), mupuanHa
(3,58 M, 43,9 mMons), mupuanH-N-okcuaa (4,2 T, 43,9 MMons), MonekymspHoro cuta 4A (300 mr) 1 Cu(OAc),
(7,95 1, 43,9 mmonnb) B 6e3BogHOM JIXM (200 M) merazupoBanu myteM npoayBaHus O,. [lomydeHHyro peakim-
OHHYIO CMECh IEepPEMEIINBAIH IPH K.T. B TedeHue 12 u. [TomyueHHyI0 CycTieH3nI0 pUIBTPOBAIN M TOTYICHHBIN
(UIBTpAT MPOMBIBAIH COJICBBIM PACTBOPOM, CYIIWIH HaJ 0¢3BOTHBIM Na,SO4 U KOHIICHTPUPOBAIH O] BaKyy-

MoM. [lodydeHHBIH OCTATOK OYMINANM IOCPEACTBOM (umdII-xpomarorpaduu Ha cuiukarenae ¢ [13/EtOAc

V-1 V-3
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(10:1>2:1) ¢ momyuenunem V-3 (1,76 T, Berxoa: 36%).

'H SIMP (CDCls, 300 MI'n): & 7,48 (s, 1H), 7,26-7,23 (m, 2H), 7,01-6,98 (m, 2H), 6,54 (s, 1H), 4,14 (t,
J=4,8 T'u, 2H), 3,76 (t, J=4,8 ', 2H), 3,45 (s, 3H), 2,27 (s, 3H).

K pactBopy Coenunenus V-3 (510 mr, 1,51 mmois) B 12 mut JIMB/H,0 (06./06. = 5/1) nobasnsum Na,CO;
(320 wr, 3,02 mmos), Coenunenue V-4 (317 mr, 2,26 mmons), Pd(dppf)Cl, (110 mr, 0,15 mmons). [Tomyuennyro
CMech MPOAYBAJIM a30TOM M 3aTe€M HarpeBald ¢ OOpaTHBHIM XOJOOWJIFHHUKOM B TeueHHe HOuH. [lomydeHHYIO
CMECh OXJIAXJalll 10 K.T., pasdaBmsuii Bojoi (30 M), moaBepramu SKCTpakiuu mocpenctBoM EtOAc
(3x100 mur). OOBeMHEHHBIH OpraHMYECKUI CIIOH NMPOMBIBAIN COJIEBBIM PAaCTBOPOM, CYIIWJIN HaJ 0€3BOIHBIM
Na,SO, ¥ KOHIEHTPHUpPOBANM TOJ BakyyMoM. [lomydeHHBIN OCTAaTOK OYHINATK ITOCPEICTBOM  (hidImI-
xpomarorpapun Ha cuimkarene ¢ [13/EtOAc (10:1—1:1) ¢ nonmyuennem Coenunaenus 23 (300 mr, Bexon: 56%)
B BHJIC Macia KEeJITOTrO I[BETa.

'H SIMP (CDCls, 400 MI'n): & 7,33-7,30 (m, 2H), 7,25-7,23 (m, 2H), 7,17 (s, 1H), 7,11-7,07 (m, 2H),
7,02-7,00 (m, 2H), 6,56 (s, 1H), 4,15 (t, J=4,8 I'u, 2H), 3,76 (t, J=4,8 'y, 2H), 3,45 (s, 3H), 2,12 (s, 3H).

Coennnenne 24 moxydany B BUAE MAacia KeJITOTO [IBETa COTJIACHO METOAWKE, aHAJIOTHYHOW METOJHKE TI0-
nydenusi Coenuuenust 23, ¢ UCHoib30BaHuEM TpeT-OyTmin-4-(4,4,5,5-retpamerni-1,3,2-muokcabopoiaan-2-wmi)-
1H-nupason-1-kap6okcunata BMecto Coenuaenus V-4.

'H SIMP (CDCl;, 400 MI'n): & 7,58 (s, 2H), 7,30 (d, J=8,8 T'u 2H), 7,26 (s, 1H), 7,01 (d, J=8.8 ', 2H),
6,58 (s, 1H), 4,15 (t, J=4,8 T'n, 2H), 3,76 (t, J=4,8 'y, 2H), 3,46 (s, 3H), 2,21 (s, 3H).

CoenuHeHne 25 1MoNTy4ainy B BUE Macia JKeJITOTo BETa COTJIACHO METOANKE, aHAIOTHYHOI METOANKE HOo-
nydenuss CoenuHenus 23, ¢ ucnoib3oBanueM |-metmwin-4-(4,4,5,5-retpamernn-1,3,2-nnokcaboponan-2-mn)-1H-
nupazona BMecto Coenunenus V-4.

'H SIMP (CDCls, 400 MT'n): & 7,47 (s, 1H), 7,36 (s, 1H), 7,31-7,22 (m, 3H), 7,03-6,98 (m, 2H), 6,55 (s,
1H), 4,14 (t, J=4,8 ', 2H), 3,93 (s, 3H), 3,76 (t, J=4,8 ', 2H), 3,46 (s, 3H), 2,21 (s, 3H).

Ipumep 3-C. Cunte3 Coenunenus 26 (cxema VI)

Br PhB(OH),

X 48% HBr

—_—

| Pd(dppf)Cly,KoCO3

N/ O/ P 06p. xon.
AM3/H:0, 06p. xon H (6]

> %
»
. N O
VI-1 VI-2 VI-3
%
N (0]

B(OH),

0\/\0/
vi4a
Cu(OAc),, Py, PyNO
OXM, Og, k. T.

0\/\0/
Coenunenne 26

K mepememnmaemoii cmecu Coemunaenus VI-1 (600 mr, 2,97 MMonb), HheHIITOOpOHOBOMH KHCIOTHI (435 M,
3,56 mmonp) u K3CO; (409 mr, 8,91 mmons) B IMD/H,0 (22 mit, 06./06. = 10/1) mobasnsmu Pd(dppf)Cl,
(436 mr, 0,594 mmoup). TTomydeHHYI0 CMECh TPYOKIIBI TIPOIYBAJIM a30TOM U 3aTeM HarpeBanu npu 100°C B Teue-
Hue HouM. CMech KOHIIGHTPHpOBAIH ¢ ynainernueM JIMD, pazbasmsum mocpenctsom H,O (50 M), moaBepramu
skctpakunu nocpenctBoM EtOAc (3x100 mi). OObeqMHEHHBIH OpraHMYECKUi CIIOH MPOMBIBAIM BOJIOW U COJIe-
BBIM pacTBOPOM, CYIIWJIN Haja 0e3BoIHBIM Na,SO4 M KOHIIEHTPHUPOBAIH MOJ BakyyMoM. lloxydeHHBIH Heoun-
MICHHBIN TPOAYKT ountaym mocpeactsoM npen. TCX (II2/9A = 5/1) ¢ nonyuernem Coenunennst VI-2 (226 wmr,
BBIXOM: 38%).

Cwmecs Coennnenns VI-2 (226 wmr, 1,13 mmois) ¢ BoxH. HBr (48%, 10 mur) HarpeBanu ¢ 0oOpaTHBIM XOJI0-
JTUIIEHUKOM B atMoc(epe a3ota B TedcHue HOud. [locie oXimaKaeHus 10 K.T. MOJYYCHHYIO CMECh HEHTpain3o-
BBIBAJIM MyTeM no0aBieHus HaceimeHHOoro BomH. NaHCO; u 3areM moaBepraiu 3KCTPaKIHH MOCPEICTBOM
EtOAc (3x80 mur). OObeAMHEHHBIH OpTaHUIECKUH CJIOH TIPOMBIBAII BOJIOH M COJICBBIM PACTBOPOM, CYIIIHIN HAJl
6e3BogHBIM Na,SO, M KOHICHTPHPOBaIH MMOJ BakyymoM ¢ moiydenueM Coemwnenus VI-3 (180 mr, BbIXon:
85%).

K nmepememnmBaemoii cmecu Coenuaenus VI-3 (180 mr, 0,972 MMons), 60poHOBOI kKucimotel VI-4 (285 wr,
1,46 mmoin), anierata meau(1l) (528 mr, 2,92 Mmmons) u mupuauna (231 mr, 2,92 mmons) B JIXM (10 M) onHOU
nopuueit 1o6aBysn upuauH-N-okeu (277 mr, 2,92 mmons). [ToydeHHBIH pacTBOp MEPEMEIIUBAIN MPH K.T. B
aTMocdepe Kucioposaa B TedeHne Houu. [locie 3aBepmeHus peakiu, mo gaHHBIM TCX, MOTy4eHHYI0 CMeCh
KOHIIEHTPUPOBAJHK 1Mo BakyymoM. OcraTok pactBopsu B dTrianetare (100 mir), GuibTpoBaId U OTYISHHBIH
(bUITBTPAT MIPOMBIBAIH COJIEBBIM pacTBOpoM. OpraHudeckyio a3y CyIin HajJ O€3BOJHBIM Cylb()aToM HATpHS,
(unpTpoBaNM, KOHIEHTPUPOBAIN IO BAKyyMOM C IOJIyY€HHEM TBEPIOTO BEMIECTBA XKelnToBaToro IBeta. [lo-
JTydeHHBIH HEOUMIIEHHBIH MPOMYKT odummainu mocpeactBoMm mpern. BOXKX ¢ momydenwem CoenuHeHust 26
(48,8 mr, Berxox: 15%) B BUie TBEPIOTO BEIIECCTBA KEITOTO IIBETA.
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'H SIMP (CDCls, 400 MT'n): & 7,42-7,28 (m, 7H), 7,20 (s, 1H), 7,00 (d, J=8,8 I'i, 2H), 6,57 (s, 1H), 4,14
(t, J=4,8 I'y, 2H), 3,76 (t, J=4,8 I', 2H), 3,46 (s, 3H), 2,15 (s, 3H).
ITpumep 4. Cunte3 Coenunenus 27 (cxema VII)

\X, — NH,OH,-70°C \\>7NH2

0]

o)
O Vi1 ViI-2
\
NH2
Q KDHLI, HCI X PhB(OH),
vu 2 v

o 110 °C N
/- I N32003 Hz0, k. T. N9 cuoAcy, Py, PyNO

Vi3 vil4 VIS CHaCN, O,

CoenuHenne 27

K ammmaky (7 mu) no xarmsim go6aemsuim Coenunenne VII-1 (2 r, 20 Mmmons) npu -70°C. Tlony4yeHHYO
PeaKIMOHHYI0 cMech nepemernuBany mpu -70°C B TeueHue 1 daca, ¥ 3aTeM PEaKIIMOHHYIO CMECh HarpeBajy JI0
K.T. B TedeHne emie | 4. OpraHudecKuii cjoi OTAeIsN U yrapuBanu ¢ nmonydernunem Coeaunenns VII-2, koTo-
POe HEeTOCPEACTBEHHO MCITOB30BAH IS CIIEAYIOMICH CTaIUH.

Cwmech Coequnennst VII-2 (0,69 T, 10 mmons), Coequnenus VII-3 (1,56 T, 10 mmoip) 1 Na,CO; (1,06 1,
10 Mmonp) B Boze (25 MiT) epeMelTuBaIM MPH K.T. B TeUeHUEe HOYH. Jlanee MoJydeHHYI0 CMECh IMOJIBEPTaln
skcTpaknuu mocpeactsom EtOAc (3x50 mur).

OObeIMHEHHBIH OPTaHUYECKHUI CJIOW MTPOMBIBIH COJIEBBIM PacTBOPOM, CYIIMIN Haa 0e3BoaHBIM Na,SO4 u
KOHIIEHTpUpOBaNX. [loMydeHHBIHI OCTaTOK OYHMINAINA HOCPEACTBOM (UdII-XpoMaTorpadiy Ha CHIIHKAreie ¢
[I3/EtOAc (4/1) ¢ nomyuennem Coenunenus VII-4 (0,55 r, Berxoa: 24%).

'H SIMP (CDCls, 400 MT'n): & 7,13 (s, 1H), 6,63 (d, J=10 I'i, 1H), 5,88 (d, J=10 T'u, 1H), 5,39 (yump. s,
1H), 4,24-4,15 (m, 2H), 2,50-2,42 (m, 1H), 2,33-2,25 (m, 1H), 2,02-1,95 (m, 1H), 1,92-1,80 (m, 2H), 1,76-1,66
(m, 1H), 1,27-1,18 (m, 3H).

PactBop VII-4 (1,13 r, 5 mmonb) B koHn. HCI (30 mi1) nepeMermBaiy B 3anasHHo# npodupke mpu 110°C
B TeUeHUE HOYM. PacTBopuTens ymapuBaiu MoJ BaKyyMOM ¢ HojydeHueM HeouuiieHHoro Coenunenus VII-5
(0,95 r, Berxox: 111% HEOUHIIIEHHOTO BEIICCTRA).

'H IMP (JIMCO-dg, 400 MI'n): & 7,85 (d, J=8.8 I'y, 1H), 6,82 (d, J=8,8 I'n, 1H), 2,93-2,80 (m, 2H), 2,78-
2,72 (m, 2H), 2,13-2,02 (m, 2H).

K cmecu Coemunennst VII-5 (0,513 r, 3 MMoup) u ¢penmtbopoHoBoi kuciotel VII-6 (0,732 1, 6 MMOJIb) B
antetorutpwie (30 mi) mobasnsamun Cu(OAc), (1,64 r, 9 mmons), mupuaus (1,42 T, 18 MMOJb) B MUPUANH-N-
okcua (0,86 T, 9 Mmmoib). TloaydeHHYI0 CMeCh TIepeMemuBain B aTMocepe KUCIopoia MpH K.T. B TEYCHHUE HO-
yn. [Tomy4yeHHyr0 cMech pazbarisiin Boaoit (50 mir) u monsepramu 3kcrpakuuy nocpeacteom CH,Cl, (3x50 mu).
OObeMHEHHBIA OPTaHNYECKHUIA CIIOW MPOMBIBAJIM COJIEBBIM PAaCTBOPOM, CyIIiin Haa Na,SO4 U KOHIICHTPHUPOBa-
JI TIpHU TOHM)KEHHOM JaBlIeHUH. [10TydeHHBIN OCTaTOK OYHIIAIHN IIOCPEACTBOM KOJIOHOYHOH XpoMarTorpaduu Ha
cunmkarese ¢ nerpoiedasM 3gupoM/EtOAc (8:1-1: 1) ¢ momyuennem Coennnenns 27 (0,38 1, Berxoa: 60%).

'H SIMP (CDCls, 400 MT'): & 7,51-7,41 (m, 3H), 7,33-7,31 (m, 1H), 7,25-7,22 (m, 2H), 6,51 (d, ]=9,2 Ty,
1H), 2,81-2,77 (m, 2H), 2,50-2,46 (m, 2H), 2,07-2,00 (m, 2H).

MC (U3P) m/z (M+H)" 212,0.

Coeaunenrie 28 mojiydald COTJIACHO METOAMKE, aHAJIOTMYHOW MeTonuke nonydeHusi CoenuHeHust 27, ¢
UCTIOIb30BaHuEM (4-(TpudTopMeTOKCH)(HEHNIT)OOPOHOBOM KUCTIOTHI BMecTO (heHnnbopoHoBoii kucioTsl (VII-6).

'H SIMP (CDCls, 400 MT'): & 7,37-7,26 (m, 5H), 6,50 (d, J=9,2 I'n, 1H), 2,81-2,77 (m, 2H), 2,51-2,47 (m,
2H), 2,09-2,02 (m, 2H).

MC (U3P) m/z (M+H)" 295.9.
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IMpumep 5-A. Cunres Coennnenns 29 (cxema VIII).

B(OH),
Br
- Hy, PtO, . yZ Bry 7 - N
o] o) o} MC 4A, XM, Oz, k. T.
VIl VIll-2 Vils

Pd(PPhg)4,NHzCOg,
AM3/H20
120 °C

B'\& ViiI-6
x
MeB(OH
N o (OH), . |
N o

VIIl-5
CoenuHeHue 29

B aBroxna BHocwiu Coemqunenue VIII-1 (4,0 r, 27,6 mmois), PtO, (400 mr) u 50 mu TOVY. Iloxy4eHHyO
cmech nepememuBain npu 110°C B atmocdepe Bopopona (nasnenue 2,0 MIla) B Teuenne 1 aHs, 3aTeM pacTBOp
(bUIBTpOBANH, U MOTYYCHHOE TBEPIOC BEIECTBO MPOMBIBAIH mocpeacTBoM MeOH. ®unbTpar KOHIICHTPHPOBa-
JI TIpHU TOHM)KEHHOM JaBlIeHUH. [10TydeHHBIN OCTaTOK OYHIAIHN IIOCPEACTBOM KOJIOHOYHOM XpomaTorpaduu Ha
cunukarene ¢ nerponeidasiM 3¢upom/EtOAc (10:1-55:1—1:1->1:5—5EtOAc) ¢ monyuennem Coenunenus VIII-
2 (2,1 r, Bexom: 51%) B BHIE TBEPIOTO BElIeCTBa OEIOT0 IBETA.

'H SIMP (CDCls, 400 MTI'): & 12,85 (yump. s, 1H), 7,16 (d, J=6,4 I'n, 1H), 6,02 (d, J=6,4 'y, 1H), 2,60-
2,50 (m, 4H), 1,81-1,71 (m, 4H).

MC (U2P) m/z [M+H]" 149.8.

K pactBopy Coemunenus VIII-2 (1,04 T, 7 mmons) B8 CHCI; (20 M) mo xamisim mo6asisma Bry (1,12 T,
7 mmodnn) ipu 0°C. TTomy4eHHYI0 peakIMOHHYIO CMECh ITepeMeIInBaIi MpHu K.T. B TedeHue 2 4. J{anee momydeH-
HYI0 PEaKIHOHHYIO CMECh NPWIMBAIH K JIEASHOW BOJE, M IMOJNyYCHHOE TBEPIOE BEIIECTBO COOMpAH ITyTEM
dbunpTpoBaHUs, GUIBTPAT MOABEPTaI dKcTpakmuu mocpenctBoM EtOAc (3x50 mur), monmydeHHOE TBEpAOE Be-
mecTBO MOBTOpHO pacTtBopsut B EtOAc (40 mi). OO0bequHEHHBIH OpraHWYeCKUil CIOW TPOMBIBAIH COJICBBHIM
pacTBopoM, cymrid Hag Na,SO4 ¥ KOHIICHTPUPOBAIM MPHU MOHMKCHHOM JaBICHUH C MTOJyYCHHEM HEOUHIIICH-
Horo Coemunenus VIII-3 (1,3 1, Bexom: 61%).

'H SIMP (CDCls, 300 MI'n): & 7,44 (s, 1H), 2,62-2,52 (m, 4H), 1,81-1,72 (m, 4H).

MC (U3P) m/z [M+H]" 227.

Coemunenne VIII-3 (500 mr, 2,2 mmoins, 1,0 5kxB.), Coequnenune VIII-4 (405 mr, 3,3 mmonb, 1,5 3kB.),
Cu(OAc), (1,2 T, 6,6 mmonb, 3 3kB.), mupuauH-N-okcun (630 mr, 6,6 MMmonb, 3 3kB.) U mupuguH (520 wmr,
6,6 MMOIB, 3 5KB.) U MoneKynspHoe cuto 4A (500 mr) mo6asnsmu B 150 M 6e3Bognoro JXM. [Momydyennyo
CMech NepeMeIInBaIi B aTMocdepe KUCIopoaa MpH K.T. B TedeHHe HOYH. [loiydeHHyI0 peakInOHHYIO CMECh
dumpTpoBaNH; 00BETMHEHHBIN OPTAaHMYECKUN CIIOW TPOMBIBAJIM COJIEBBIM pacTBOpOM, cymin Han Na,SO, u
KOHIeHTpupoBand. [lomyueHHBIN ocTaToK mepekpucTtaum3oBeiBamu u3 EtOAc ¢ momyuenmem CoenwHEHUS
VIII-5 (550 mr, Berxox: 83%).

'H SIMP (CDCls, 300 MTI't): & 7,49-7,30 (m, 6H), 2,64-2,58 (m, 4H), 1,81-1,72 (m, 4H).

MC (U2P) m/z (M+H)" 303.9.

B xon0y BHOCHIM Coenmaenne VIII-5 (300 mr, 1 MMonb, 1 9kB.), MeB(OH), (240 mr, 4,0 MMoOJIb, 4 9KB.) U
Na,CO; (418 wmr, 3,0 mmoms, 3 9kB.) B JIMD/H,0 (24 mit, 06./06. = 5/1). IlonydeHHY0 cMeCh MPOAYBaIH I0-
cpenctBoM N, u 3atem nobasisimu PA(PPhs), (115 mr, 0,1 MMons, 0,1 3kB.). [TomydeHHYO peakIMOHHYIO CMECh
CHOBa IpoayBanu nocpeactsoM N, u 3ateM nepememusanu npu 110°C B Teuenune Houn. Ilomydennyro cMmech
KOHIICHTPUPOBAIX TPH MOHWKCHHOM JABJICHUU C yJAJICHUEM PACTBOPHUTENS U 3aTeM €€ pa30aBIIsUIA TOCPEICT-
BoM H,O (30 mur), moxsepramu skctpakmuu mocpenactBoM EtOAc (3x30 mi), oObeMHEHHBIH OpTaHUYeCKUN
CJI0} MPOMBIBAIIN COJIEBBIM PacTBOPOM, cyurnau Hag Na,SO, U KOHIIEHTpUPOBAIK Mo BakyyMoM. IlomydeHHsIi
ocraTok ounmany nmocpeactsom mpern. TCX (I13:DA = 2,5:1) ¢ nonydenuem Coenunenuns 29 (190 mr, BBIXOI:
79%) B BUJE TBEpIOTO BemecTBa OEI0To 1BETA.

'H SIMP (CDCls, 400 MI'n): & 7,47-7,42 (m, 2H), 7,39-7,35 (m, 3H), 6,99 (s, 1H), 2,61-2,58 (m, 2H),
2,52-2,50 (m, 2H), 2,00 (s, 3H), 1,81-1,75 (m, 4H).

MC (UDP) m/z [M+H]" 240,1.

Coenunenrie 30 mofydanu B BHJIE TBEPAOTO BEMIECTBA OEIIOTO IIBETa COTIACHO METOJIUKE, aHAJIOTUIHON
MeTtonuke nonydenuss Coenunenus 29, ¢ ucnonb3oBanueM (4-Gropderna)00poHOBONH KUCIOTH BMECTO METHII-
6oponoBoit kucioTs! (VIII-6).

'H SIMP (CDCl;, 400 MI'n): & 7,48-7,37 (m, 5H), 7,26-7,23 (m, 2H), 7,10-7,06 (m, 3H), 2,68-2,64 (m,
2H), 2,40-2,37 (m, 2H), 1,81-1,77 (m, 2H), 1,72-1,68 (m, 2H).

MC (U3P) m/z [M+H]" 320,0.
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Coeaunenrie 31 moay4aiud COrIacHO METOAMKE, aHAIOTMYHOM MeTonuke nonydeHusi CoenuHeHus 29, c
ucnonb3oBanueM 1-mertmin-4-(4,4,5,5-retpamerni-1,3,2-nnokcaboponan-2-mn)-1 H-mupazona BMecto MeTminbo-
ponoBoit kucioTs! (VIII-6).

'H SIMP (CDCls, 400 MI'n)): & 7,49-7,45 (m, 3H), 7,41-7,39 (m, 3H), 7,34 (s, 1H), 7,15 (s, 1H), 3,93 (s,
3H), 2,65-2,62 (m, 2H), 2,55-2,52 (m, 2H), 1,80-1,72 (m, 4H).

MC (U3P) m/z [M+H]" 306,2.

CoenuHenne 32 MOMydaJid COTJIACHO METOJMKE, aHAIOTHYHOW MeTonuke monydeHuss CoenuHenust 30, ¢
ucToiib30BaHueM  (4-(TpudTopMeToKcH)(HEeHNT)OOPOHOBOH  KHCIOTHI BMECTO (PEHMJIOOPOHOBON  KHCIIOTHI
(VIII-4).

'H SIMP (CDCls, 400 MI'n): & 7,49-7,45 (m, 2H), 7,31 (d, J=8.,4 T'ui, 2H), 7,26-7,22 (m, 2H), 7,11-7,06 (m,
3H), 2,66-2,63 (m, 2H), 2,40-2,37 (m, 2H), 1,81-1,74 (m, 2H),1,72-1,67 (m, 2H).

MC (U3P) m/z [M+H]" 404,2.

Coeaunenrie 33 mojiydald COTJIACHO METOJAMKE, aHAJIOTMYHOM MeTonuke nonydenusi Coenunenus 31, c
UCTIONB30BaHUEM  (4-(TpudTopMeToKcH)(eHIT)00OPOHOBOH  KHCIOTHI BMECTO (PEHMIOOPOHOBON  KHCIIOTHI
(VIII-4).

'H SIMP (CDCls, 400 MI'n): & 7,46-7,43 (m, 3H), 7,34-7,30 (m, 3H), 7,17 (s, 1H), 3,94 (s, 3H), 2,64-2,61
(m, 2H), 2,54-2,51 (m, 2H), 1,81-1,72 (m, 4H).

MC (M3P) m/z [M+H]" 390,2.

Coenunenne 34 Modydaid COTJIACHO METOJMKE, aHAJIOTHYHOW MeTonmuke monydenuss Coenunenust 30, ¢
WCTIONb30BaHueM (4-(TpudTopMeTOKCH )PEeHMIT)O0POHOBOM KHCIOTHI BMECTO (heHMI00poHOBOK KucaoThl (VIII-4)
1 (4-pTopdheHnT)00pOHOBOI KUCIOTH BMECTO MEeTHII00poHOBOH KHCTOTHI (VIII-6).

'H SIMP (CDCls, 400 MI'n): & 7,48-7,45 (m, 2H), 7,44-7,30 (m, 3H), 7,10-6,97 (m, 4H), 2,64 (t, J=6,0 T'w,
2H), 2,41 (t, J=6,0 I'u, 2H), 1,82-1,76 (m, 2H), 1,72-1,66 (m, 2H).

MC (U2P) m/z [M+H]" 404,0.

CoenuHenne 35 mModydad COTJIACHO METOJHKE, aHAJIOTHYHOW MeTonuke nonydeHuss CoenuHeHus 29, ¢
WCTIONIb30BaHNEM (4-3TOKCHU-2-MeTHII(HEeHNT)00pOHOBOH KUCIOTH BMecTO (heHnnboponoBoit kucioTel (VIII-4) u
1-metun-4-(4,4,5,5-rerpamerui-1,3,2-nuoxcaboponan-2-uin)-1 H-nupazona BMecTo MeTHIOOPOHOBOH KHCIIOTHI
(VIII-6).

'H SIMP (CDCls, 400 MT'): & 7,45 (s, 1H), 7,33 (s, 1H), 7,08 (d, J=8,4 T'u, 1H), 7,00 (s, 1H), 6,85-6,77
(m, 2H), 4,04 (q, J=6,8 ', 2H), 3,92 (s, 3H), 2,65-2,61 (m, 2H), 2,57-2,52 (m, 2H), 3,13 (s, 3H), 1,82-1,70 (m,
4H), 1,42 (t, J=6,8 I'u, 3H).

MC (U3P) m/z [M+H]" 364,1.

Coeaunennie 36 mojydaid COTJIACHO METOJAMKE, aHAJIOTMYHOM MeTonuke nonydeHusi CoenuHeHus 29, c
WCTIONIb30BaHNEM (4-3TOKCHU-2-MeTHII(HEHNT)00pPOHOBON KUCIOTH BMecTO (heHnnbopoHoBoi kucioTel (VIII-4) u
TpeT-0yTun-4-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-mn)- 1 H-mupaszon-1-kapbokcunaTa BMECTO METHIOO-
ponoBoit kucioTs! (VIII-6).

'H SIMP (CDCls, 400 MI'): & 7,72 (s, 2H), 7,19 (s, 1H), 7,10 (d, J=8,4 ', 1H), 6,92 (s, 1H), 6,85-6,82
(m, 2H), 4,05 (q, J=6,8 T'u, 2H), 2,65-2,61 (m, 2H), 2,57-2,52 (m, 2H), 2,01 (s, 3H), 1,80-1,70 (m, 4H), 1,35 (t,
J=6,8 T'm, 3H).

MC (U2P) m/z [M+H]" 350,1.

Coeaunenrie 37 moiydald COTJIACHO METOJAMKE, aHAIOTMYHOM MeTonuke nonydeHusi CoenuHeHus 29, c
ucnoyb3oBaHueM (4-(TpudTopMeTOKCH)PEHMIT)O0POHOBO KHCIOTH BMecTO (peHmI0opoHoBoi kuciotsl (VIII-4)
u Tper-0ytnin-4-(4,4,5,5-rerpamerni-1,3,2-nuokcabopomnan-2-min)-1 H-nupazon-1-kapOokcuiaTa BMECTO METHII-
6oponoBoit kuciotsl (VIII-6) B BUaE TBepmoro BemecTBa Oenoro nseta. Na,COj; 3amensin Ha K;PO,.

'H SIMP (CDCls, 400 MI'): & 7,60-7,52 (m, 2H), 7,46 (d, J=8,4 T';, 2H), 7,31 (d, J=8,4 I', 2H), 7,14 (s,
1H), 2,65-2,62 (m, 2H), 2,52-2,49 (m, 2H), 1,82-1,70 (m, 4H).

MC (U3P) m/z [M+H]" 376,0.
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IIpumep 5-B. Cuntes Coenunenus 38 (cxema IX).

CFs
Q 1) AMGA-OMA, AM®A, NZ
FSC)Hl\ . NH4OAc, HOAc - COzE 006p. xon. S |
CO,Et » »
j],/\ 06p. xon., 80 MuH /(I 2) NHz H,0, MeOH, 80°C I
FsC7 N N0
H
1X-1 IX-2 1X-3 IX-4
CF
B(OH), ¢Fs B(OH), F ¢
CF N N* |
’ Br: N | \
NZ | OCF, | F |
Br,, HOAC Br. \ 1X-6 N0 IX-8 _ [N}
—_— > »
06p. xon. l X Cu(OAC),, Py, PyNO Pd(dppf)Cly,Na,COs3,
H XM, Oz, 06p. xon. ﬂq’lo%/ ';'éo
OCFs OCF,4
X5 X7 CoeguHeHue 38

Cwmech Coenunenus 1X-1 (14,2 r, 84,6 mmons), IX-2 (10,0 r, 76,9 mmons), NH,OAc (12,0 T, 153,8 MMoIB)
B HOACc (18,6 T, 307,6 MMOJIB) HarpeBav ¢ OOPaTHBIM XOJIOMMILHUKOM B TeueHue 90 muH. [lonydenHoi cmecu
TTO3BOJISITH OCTHITH 110 K.T. Jlo6aBistmu Boxy (30 Mir), M OMYYEHHYIO pEaKIIMOHHYIO CMECh MOABEPTaIH dKCTPaK-
n nocpeactBoM XM (3x100 mir). OObeIMHEHHBIH OpraHMYecKU CIIOH MPOMBIBAIM COJIEBEIM PAacTBOPOM,
cymwian Haja 6e3BogHBIM Na,SO, M KOHIEHTPHUPOBAIN MO BaKyyMOM. [lodTydeHHBIH HEOUYHMIEHHBIA MPOTYKT
OYMIIAIH TIOCPEJICTBOM KOJIOHOYHOU XpomaTorpaduu ¢ nerponeiHsiM 3¢gupom/EtOAc (5:1—1:1) ¢ nomyyenu-
eM Coemmuenus 1X-3 (12 r, Beixoa: 67%) B BUE TBEPAOTO BEMIECTBA JKEITOTO I[BETA.

MC (UDP) m/z [M+H]" 234.1.

Cwmech Coemmnenus 1X-3 (12 r, 52 mmonp) u JIM®DA-nmumerunanerans (6,2 r, 52 mmonbs) B JIMDA
(30 M) HarpeBasi ¢ OOpaTHBIM XOJOMMIPHIKOM B TeUeHHE HOUYH. Jlasiee CMECH TO3BOJISIT OCTHITH JI0 K.T. Pac-
TBOPHUTEIH yIAISIIN TPU MOHMWKEHHOM JABJICHWHU U MOJYyYCHHBIH ocTaToK oOpabaTeBanm 18% amMuakom B Me-
tanose (50 mut) npu 80°C B TeueHue 2 4. PacTBopuTeNs yAasau IpH MOHIKCHHOM JABJICHHU W IOJyYSHHBIN
OCTaTOK OYHIIIAIN TIOCPEACTBOM KOJIOHOYHOM XpomaTorpaduu ¢ nerponeiusiM 3¢pupoM/EtOAc (2:1—1:2) BBI-
xox: 1X-4 (2,3 r, Berxoa: 21%) B BUE TBEPIOTO BEIICCTBA KEITOTO I[BETA.

MC (U3P) m/z [M+H]" 214.9.

K nepememmBaemomy pactBopy Coemunenus 1X-4 (1 r, 4,67 mmons) B HOAc (10 Mur) mo xamsMm no0ae-
i Bry (747 mr, 4,67 mmons) B HOAc (5 min). Tlocine okoHuaHus MoOaBICHUS MOTYYCHHYIO PEAKIIMOHHYIO
CMECh OCTaBJISUT TIEPEMCIINBATHCS MPH K.T. B TedeHrue 30 MHH, a MOCIe 3TOT0 HArpEeBaIX C OOPaTHBIM XOJO-
IWIBHUKOM B TedeHue 2 4. Ilocie oxiakaeHWs MOTyYeHHOW PEeaKIHOHHOW CMECH IO K.T. JT0OaBISUTH BOXY
(20 mur), MOMYYEHHBIH OCTATOK OTGUIBTPOBBIBAIM M CYIIMIN Ha BO3myxe. [1omydeHHBIH TIPOAYKT IMOMEIIAIN B
EtOAc (100 mi), opraHUYecKHid CIOW MPOMBIBAIA BOJOH, HACHIIIEHHBIM BOJHBIM PacTBOPOM THApOKapOOHaTa
HATPHS, COJIEBBIM PAaCTBOPOM, CYIIHIIN Hax 0e3BomHBIM Na,SO,4 1 KOHIIEHTPHPOBAIH N BakyyMoM. [Tomyuen-
HBI{ HEOYHINECHHBIM TPOAYKT OYHINATH IMOCPEACTBOM KOJOHOYHOW XpoMaTorpaguul C TMETPOJCHHBIM d(u-
pom/EtOAc (2:1—1:2) ¢ momyuernem Coenunenus 1X-5 (1,3 r, Berxoa: 95%) B Buje TBEpIOTO BEIICCTBRA.

MC (UDP) m/z [M+H]" 293.

K mepememmBaemomy pactBopy Coemmuaenus 1X-5 (500 mr, 1,7 mmonb), IX-6 (380 mr, 1,88 mMmoib),
Cu(OAc); (923 wr, 5,1 mmons) u nupuauna (408 mr, 5,1 mmons) B JIXM (10 M) oxHOM mopiued 1o0aBsud
nupuarH-N-okena (484 mr, 5,1 Mmorns). [ToxydeHHBIN pacTBOp HarpeBayid ¢ OOpPaTHBIM XOJIOTMILHUKOM B aT-
Mocdepe Kuciaopoaa B TeueHne Houu. Ilocne 3aBepiueHns peakuu, 1o qanasM TCX, moiaydeHHy0 peakinoH-
HYI0 CMECh KOHIIEHTPHUPOBAIM NOA BakyyMoM. [loiydeHHBIH ocTaTok pacTtBopsuid B sTmianerare (100 m),
(UIBTPOBANK W TONYYEHHBIN (QUIBTPAT MPOMBIBATH COJICBBIM pacTBOpoM. OpraHuveckyro (azy CYIIHIH Hal
6e3BOIHBIM CyNb(haTOM HATPHs, QMIFTPOBAIN, KOHIICHTPUPOBAJIH IOJT BAKYYMOM C TIOJIy4YCHHEM TBEPAOTO Be-
[IeCTBa OKEJNITOBATOTO IBeTa. IloNydeHHBIH MPOAYKT OYHMINAIH IIOCPEACTBOM KOJOHOYHOW  (hidII-
xpomatorpapun ¢ nerpoiaeiHsM d3pupomM/EtOAc (5:1—1:1) ¢ nmonyuennem Coenunenus [X-7 (600 mr, BeIxO.:
78%) B BUJE TBEPIOTO BEIIECTBA JKEITOTO I[BETA.

MC (UDP) m/z [M+H]" 453.

K nepememmBaemoii cmecu [X-7 (250 mr, 0,55 mmons), IX-8 (116 mr, 0,83 mmons) u Na,CO3 (117 mr,
1,1 mmoms) B IMD/H,O (5 mi, 06./06. = 5:1) mo6asmsmmu Pd(dppf)Cl, (41 mr, 0,055 mmons). [TomydeHHyrO
CMECh TPXKIBI TIPOAYyBaIu a30ToM M 3ateM Harpeaiu npu 100°C B Teuenne Houn. CMeCh KOHIICHTPHUPOBAIH C
yIaJIeHHeM pacTBopuTelns, pasbaBisumn Bogoi (30 wmir), moaBepramM SKCTpakuuu rmocpenctsoM EtOAc
(3x30 mu). OObenMHEHHBI OPTaHUYECKHUHA CJIOW MPOMBIBAINA COJIEBBIM PACTBOPOM, CYIIMIN Hal OE3BOIHBIM
Na,SO4 U KOHLUEHTPUPOBANIM MOJA BakyyMoM. [lofydeHHBIH HEOUMINEHHBIH MPOIYKT OYMLIAIU MOCPEICTBOM
KosloHOUHOU (pidmr-xpomatorpadum ¢ I13/9A (5:1—>1:1) ¢ nomyuenuem Coenunenus 38 (176,5 mr, BBIXOI:
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68%) B BHJIC TBEPIOTO BEIIESCTBA KEITOTO I[BETA.

'H SIMP (JIMCO-dg, 400 MT'nr): & 8,94 (d, J=8,0 ', 1H), 8,08 (d, J=8,0 I'n, 1H), 7,99 (s, 1H), 7,78-7,72
(m, 4H), 7,59-7,55 (m, 2H), 7,31-7,27 (m, 2H).

MC (U3P) m/z [M+H]" 469,1.

Coenunenne 39 moiydad COTJIACHO METOJMKE, aHAJIOTHYHOW MeTonuke monydeHuss CoenuHeHus 38, ¢
ucrnonb3oBanueM 1-metun-4-(4,4,5,5-terpamerui-1,3,2-muokcaboponan-2-mn)-1 H-mupazona BMecro Coenune-
aus [X-8.

'H SIMP (JIMCO-dg, 400 MI'): & 8,91 (d, J=8,4 I'u, 1H), 8,33 (s, 1H), 8,19 (s, 1H), 8,09-8,06 (m, 2H),
7,74-1,70 (m, 2H), 7,60-7,57 (m, 2H), 3,87 (s, 3H).

MC (U2P) m/z [M+H]" 455,0.

IIpumep 5-C. Cunre3 Coenunenus 40 (cxema X).

NH B N2 socl NS H,0,, HCI, H,0
- NH2 4“ Br SN e Br (N bl >
| _ BoaH. HBr, 110 °C | _ 100°C | MUKPOBOSH. u3n., 110 °C,
N N Br N/ cl 15 MUH
X-1 X-2 X-3
B(OH),
B(OH
(OH), N—S F
\ N—S
Br [N I N
N—S | F | 1
I N OCF
Br. Y 3 X-7
| X-5 . N™ "0 > N" o
N 0 CU(OAC)z, Py, PyNO Pd(PPh3)4, K2003
H MC 4A, IXM, Oz AM3/H20, 06p. xon.
X-4 OCF
6 3 OCF;

Coenunenue 40

K cmecn Coeannenns X-1 (10,0 T, 10 MMonb), pactBoperHoro B HBr 48% (200 mur), mo karursim go0asis-
mu Br, (12,5 mi, 13,4 MMoIts) B OXJTaskaromieii 0aHe ¢ IeIssHOW BOJIOH, MOIepKkuBas Temreparypy Huke 40°C.
ITocne sroro monydennyto cMmech HarpeBasu mnpu 110°C B Teuenue 5 4. PeakIMOHHYIO0 cMeCh OXJIaXaaiau IO
K.T., QUIBTPOBAIIM U IPOMBIBAIN HEOOJIBIIUM KOJIMYECTBOM BOJIbI. OcTaToK Ha (ribTpe noameraunBany 1o pH
7-8 naceienHsM BogH. NaHCO; u noaBepranu skctpaknuu nocpenctsoM EtOAc (3x200 mur). OO0benMHEHHbIH
OpPTaHMUYECKHH CJIOH MPOMBIBAIN COJIEBBIM PAacTBOPOM, CYHIHIIN Hajx 0e3BoaHBIM NaySO, M KOHIIEHTPUPOBAIHU C
nonysenrneM Coeaunaenus X-2 (17,2 r, Berxon: 71%).

'H AMP (IMCO-dg, 400 MT'nr): & 7,95 (s, 1H), 5,20 (ymmp. s, 4H).

Coenunenne X-2 (5,0 r, 18,9 mmons) pactBopsuin B SOCI, (50 mun). TTonydeHHYIO0 CMECh MepeMeITHBaTN
mpu 100°C B Teuenue 5 4. M30BITOK pacTBOPHUTENS yAAJSUIH, TTOJYICHHBIH OCTATOK pa30aBIIsIId TOCPEICTBOM
EtOAc (200 mu1), MpOMBIBAJIA COJIEBBIM pacTBOpoM, cyminn Haa Na,SOy. [IpoBomwmm GuibTpoBaHue, KOHIICH-
TPUPOBAaHUE U TOyYEHHBIN OCTATOK IpeacTaBisuin codoit Coemunenne X-3 (4,64 1, Beixox: 100%). Coennne-
HHE 3 WCTIOIB30BAJIHM HA CIEAYIOMEH cTaauy 06e3 JOMOTHUTEIHON OUNCTKH.

'H SIMP (JIMCO-d, 400 MT'n): & 8,55 (s, 1H).

Coenqunenne X-3 (1,0 r, 4 Mmmonb) pacTBopsiiu B Boge (10 mir) u 3aTem noGasisim ase karu H,O, (30%)
u 2 xarwm koHU. HCI. TTomydennyto cmecs nepememmnBany npu 100°C B teuenne 15 MuH moj AeficTBUEM MUK-
pOBOIHOBOrO M3nyueHus. Ilocne oxnaxaeHus A0 K.T. MOJyUYEHHYIO PEaKIMOHHYI0 CMECh IOABEPraiu 3KCTpaK-
uu ocpenctBoM EtOAc (3x50 mur).

OOBbeTMHEHHBIH OPraHUYeCKUH CIIOH POMBIBAIIM COJIEBBIM PACTBOPOM, CYIIMIN Has 0e3BoHBIM Na,SO4 1
KOHIICHTPUPOBAIX MOJ BakyymoM ¢ nonmyderueM Coenunenus X-4 (700 mr, Berxonx: 75%). Coemunenue X-4
MCIIOJIb30BANIN Ha CIIEAYIOMIEH cTauu 0e3 JOTOJHUTEILHON OUNCTKH.

'H IMP (JMCO-dg, 400 MT'n): & 11,97 (s, 1H), 7,81 (s, 1H).

K pactBopy Coemunenns X-4 (330 wmr, 1,4 mmons) B XM (30 mu) nobasmstmn Cu(OAc), (800 wr,
4,4 mmons), Coemnuenue X-5 (500 mr, 2 mmois), mupuaud (1 mi), mupuauH-N-okeny (400 mr, 4 MMOIB) H
TOHKOM3MENbYCHHBIC aKTHBUPOBAHHBIE MOJEKyIsApHEe cuta 4A (300 mr). TlonydeHHyI0 CMeCh MEepeMENTHBaIN
mpu K.T. B Teuerne 12 4 B armocdepe O,. [Tomydennyio cMmech pazbasmsun mocpenctsom EtOAc (100 mur) u
dunpTpoBaNH, QUILTPAT MPOMBIBAII COJIEBBIM pacTBOpoM, cymmiau Haa Na,SO, u koHIeHTpupoBaid. [lomy-
YEeHHBIA OCTATOK OYMINATH MOCPENICTBOM KOJIoHOUHOU dummi-xpomartorpadun (IID/EtOAc = 5/1) ¢ moryaennem
X-6 (280 mr, BeIXOA: 50%) B BHJE TBEPIOTO BEIIECTBA JKEITOTO IIBETA.

'H SIMP (CDCls, 400 MI'n): & 7,67 (s, 1H), 7,50-7,48 (m, 2H), 7,41-7,39 (m, 2H).

Coemunenne X-6 (230 wmr, 0,58 mmoms), Coemunenne X-7 (100 mr, 0,71 mmons) u K,CO5; (300 wr,
2,17 mmounb) BHOCHM B 22 mMi JIM3/H,0 (006./06. = 10/1). TTonydeHHYI0 peakIMOHHYIO CMECh TPIKIBI JCTa3u-
poBamu mocpenctBoM N, u 3atem mo6aBmsuim Pd(PPhs), (60 mr, 0,052 mmons). IlonydeHHYIO peakIHOHHYIO
CMECh HarpeBaJii ¢ OOPaTHBIM XOJIOJMIIBHUKOM B TeueHue 3 4. [Tociie oxyakaeHus 10 K.T. HOIYYSHHYIO CMECh
paszbasmsum nocpenctBoMm EtOAc (60 M) u ¢punbTpoBasin. GHIBTPAT MPOMBIBAIH COJIEBBIM PACTBOPOM, CYIININ
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Hag Na,SO,;, KOoHueHTpHpoBaW. I[loNydeHHBIH OCTaTOK OYMINAIM MOCPEACTBOM KOJIOHOYHOM  (udIn-
xpomarorpapun (IT3/EtOAc= 5/1) ¢ monyuennem Coenunenus 40 (150 mr, Berxon: 63%) B BHIE TBEPIOTO Be-
IIECTBA JKEJITOTO LIBETA.

'H SIMP (CDCls, 400 MT'u): & 7,77-7,73 (m, 2H), 7,56-7,51 (m, 3H), 7,41 (d, J=8,0 I'u, 2H), 7,22-7,17 (m,
2H).

MC (U2P) m/z (M+H)" 407.8.

Coenunenne 41 moiaydaiy COTJIACHO METOJMKE, aHAIOTHYHOW MeTonuke monydeHuss CoenuHenust 40, c
ucrnonb3oBanueM 1-metun-4-(4,4,5,5-terpamerni-1,3,2-nuokcaboponan-2-mn)-1 H-mupazona Bmecro Coeaune-
Hus X-7.

'H SIMP (CDCls, 400 MI'n): & 8,23 (s, 1H), 7,85 (s, 1H), 7,58 (s, 1H), 7,53 (d, J=8,8 T'u, 2H), 7,41 (d,
J=8,8 T', 2H), 4,00 (s, 3H).

MC (U2P) m/z (M+H)" 393.8.

IMpumep 5-D. Cunres Coenunenns 42 (cxema XI)

N N N
[ 1©och nxm | 1) AMoAaMA, 50°C, 2y L NBS
—_— > >
2) NH3-CH,Cl 2) NaH, AM®A | AX3, k. T.
HO” Yo HoN" X0 N“So
XI-1 XI-2 XI-3
B(OH),
. N| S B(OH), F. Nl SN
:
Y -
N7 OCF, f |
Br L XI5 N™ 70 XI-7 . N0
| Pd(dppf)Cla, KoCO3
Cu(OAc),, Py, PyNO
NSO NN Tixm AM3/H0, 06p. xon.
X4 OCF3 OCF,
XI-6 CoeauHenue 42

K pactBopy Coeaunenns XI-1 (10 r, 73 Mmmomb, 1 9kB.) B 50 mur JIXM no6aBimsum 15 MIT OKCaTMIXJIOpHIa
(mo6aiss ka0 IM®A). [ToydeHHYIO cMecCh IepeMenmBany B TedeHue 18 4 mpu k.T. Bee neTydue Berect-
Ba YIAJISIIU TPU NOHMKEHHOM JaBlicHUH. [10y4eHHBIH OCTaTOK CYIIMIIU U MCIIOJIF30BAIN HETIOCPEICTBEHHO Ha
crenyrouierd cramuu (11,3 r, Beixoa: 100%). [lomydennoe TBeproe BemiecTBo pactBopstiv B 30 i IXM u no-
6asist B 200 M CH,Cl,-NH; npu -30°C. TlomydeHHyI0 cMech IepeMelnBaig B TeueHne 18 4. Ananms mo-
cpenctBoM KXMC mokasan, 9To peaknus 3aBeplimiack. Bce NeTydne BemiecTBa YAANSUIA MPH HOHMKECHHOM
nmasiieHun ¢ nonydeHueM Coemuuenus XI-2 (7 T, Berxon: 71%), KOTOpoe HEMOCPEICTBEHHO HCIIOIB30BAU Ha
CJeyIoIeH CTauH.

'H IMP (IMCO-dg, 400 MT'nr): & 8,45 (m, 1H), 7,93 (s, 1H), 7,71 (d, J=7,6 T'u, 1H), 7,54 (s, 1H), 7,23 (m,
1H), 2,48 (s, 3H).

Cwmech Coenunennst XI-2 (13 1, 95,6 mmonb, 1 9kB.) u 18,2 Ma N,N-aumeTuiihopMaMuIMME THIIATIC TAIIS
HarpeBaiu npu 50°C B TedeHue 2 4. B TedeHne BTOPOTO Haca ymalsiaM BCE JIETydne BemlecTBa. [lomydeHHbBIN
OCTaTOK OXJaXIAIH 10 K.T., pazbaBmsum 100 mur 6e3Bognoro N,N-mumeTtwipopMamMuma U 3aTeM TIIATEIHHO
o0OpabaTpIBa MEPUOJMYECKH BHOCUMBIMHU TOpUMAMH ruapuaa Hatpus (5 1, 124,3 mmons, 1,3 3kB., 60%-Has
JIUCTIEpCHS B Maclie; BHUMaHWe: HHTEHCUBHOE BBIJIeNIeHHE BoAopoia). [lomyduennyio cMech Harpesanu npu 80°C
B TCUCHUE 2,5 4 M 3aTEM OXJIAXIAIH [IPH MOMOIIH JIbJIa, aKKYPaTHO 00pabaTeiBaIy 25 M 2-TIpOTaHOA U 3aTEM
BeiepkuBany pu 0-5°C B TeyeHune Houn. [losydeHHOE TBEpIOE BEIIECTBO COOMPAIM U 3aTeM PacTBOpsuIH B 10
MII Topstueii Boabl. [lomydeHHBIH pacTBOp GUIBTPOBATH, QUIBTPAT OXJIAKIAIH IPU TOMOIIH JhIA U 3aTEM II0
KaruisiM 00pabaThiBaiu KOHIIEHTPUPOBAHHOW COJISTHOM kucnoToi o pH ~7,0. [Tocne BoinepxuBanus npu 0-5°C
B TCUCHME 3 Y OCaXKICHHBIC TBEPBIC BEUICCTBA COOMPAIH, MPOMBIBAJH JICTHON BOJON M CYIIWIU TIOJ BaKyy-
MoM c nosyduenueM Coeaunenus XI-3 (3 r, Beixoa: 32%).

'H SIMP (JIMCO-dg, 300 MI'): & 8,90 (s, 1H), 8,49 (d, J=7,6 I'u, 1H), 7,51-7,43 (m, 2H), 6,61 (d,
J=7,6 Ty, 1H).

Cycnensuto Coepunenus XI-3 (2,36 T, 15,7 mmonsb, 1 3kB.), N-Opomcykmmanmuna (3,1 r, 17,3 MMoub,
1 5kB.) 1 50 M1 1,2-auXJIOp3TaHa TIEpEMEIIMBAIIN TP K.T. B TeueHue 3,5 4. Cmech QUIbTpOBAIH, TOTyICHHBIE
TBEpJIBIC BEIIECTBA MOCIICIOBATEIHHO IPOMBIBAIN HEOOIBIIMMHI KOJIMIECTBAMH XJI0podopMa, BOA U TUITHIIO-
BOTO 3¢upa u 3ateM cym ¢ norydeHrneM Coenunenns X1-4 (0,8 r, Berxoa: 23%).

MC (U2P) m/z (M+H)" 226.8.

B xon0y BHOcmim Coemmuenune XI-4 (0,6 T, 2,67 mmoms, 1 3kB.), XI-5 (1,1 1, 5,33 MMomb, 2 3KB.),
Cu(OAc), (1,45 1, 8 mmonb, 3 3kB.), mupuauH (2,1 T, 26,7 mmonb, 10 3kB.), mupuauH-N-okcun (0,76 T,
8,01 MMonb, 3 9KB.), 200 Mr MonekynapHbX cut 4A u 45 ma CH,Cl,. Tlonydennyio cMech MepeMeniBani B
aTMoc(epe KUCIopoia MpH K.T. B TedueHne 18 4. AHanuz nocpenctsoM KXMC noka3zal, 4To peakiys 3aBepliu-
nack. Bce neryune BemecTBa ynaisIi IPU MTOHIKCHHOM JaBiicHUH. [loydeHHBINH 0CTaTOK pa30aBisiid BOJIOH,
MTOJIBEPTAIN AKCTPAKITNH dTHAneTaToM (3x100 Mi). O0beTMHEHHBIH OPTaHUIECKUI CIIOH TTPOMBIBAIA COJIEBBIM
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PACTBOPOM, CYIIWIIN HaJ OC3BOAHBIM CyTh(haTOM HATPHS, GUIBTPOBAIN M KOHIICHTPHPOBAIH C IOIYYCHUCM
Maclla KOPUYHEBOrO IBeTa. [IPOBOIIIN OYHUCTKY MOCPEIACTBOM KOJIOHOYHOW XpoMaTorpadui Ha CHITUKAreie ¢
nerposneitbiM 3¢pupoM/EtOAc (3:1—1:1) ¢ monyuennem Coenunenus XI-6 (0,5 r, Beixoa: 50%).

MC (U2P) m/z (M+H)" 386,8.

B xon6y BHOCHIM Coenunenune XI-6 (140 mr, 0,36 mmons, 1 5kB.), Coenunaenune XI-7 (76 mr, 0,54 MMOJIB,
1,5 2xB.), K,CO3 (100 mr, 0,72 Mmmods, 2 3kB.), Pd(dppf)Cl, (13 mr, 0,018 mmons, 0,05 2xB.), 10 Ma JIMD u 2 M
H,0 u 3aTeM MONy4YeHHYIO CMECh TPWIKIBI MPOIyBaIH a30ToM. [lomydeHHyo cMech HarpeBanu npu 100°C B
tederue 18 4. Ananms nocpeactBoM JKXMC mokaszai, 9To peaxiys 3aBepiimiack. Bee eTydne BemecTBa yaa-
JSUTM TP TIOHW)KEHHOM JaBieHWW. [loMydeHHBI OCTaTOK pa30aBisIM BOXOW, IOABEPTaIH AKCTPAKIHH
stmnaneraToM (3x50 mur). OObeANHEHHBIN OPraHUYECKUil CIION MPOMBIBAJIM COJIEBBIM PacTBOPOM, CYIIFIIM HaJ
6e3BOIHBIM Cynb(haTOM HATPHs, QHIBTPOBAIN M KOHIICHTPHPOBAIH C TONyYEHHEM Maciia KOPUYHEBOTO IBETA.
IpoBoamnu ounctky nocpeacteoM mpern. TCX (II3/3A = 2/1) ¢ nonyuenuem Coenunenus 42 (102,4 mr, BBI-
xox: 71%).

'H SIMP (CDCls, 300 MI'n): & 8,93 (m, 1H), 8,74 (d, J=7,8 ', 2H), 7,54-7,42 (m, 5H), 7,39-7,31 (m, 3H),
7,09 (t, J=9,0 'y, 2H).

MC (U3P) m/z (M+H)" 400,9.

Coenunennie 43 moiydald COTJIACHO METOJAMKE, aHAJIOTMYHOM MeTonuke nonydeHusi CoenuHeHus 42, c
ucnonb3oBanueM 1-mermin-4-(4,4,5,5-terpamerm-1,3,2-mruokcaboponan-2-wn)-1 H-nmupaszona Bmecro Coemune-
Hus XI-7.

'H SIMP (CDCls, 400 MTI'my): & 9,04 (m, 1H), 8,80 (d, J=8,4 I'u, 1H), 8,22 (s, 1H), 7,80 (s, 1H), 7,58 (s,
1H), 7,56-7,51 (m, 3H), 7,40 (d, J=8,4 T', 2H), 4,00 (s, 3H).

MC (U2P) m/z (M+H)" 386,9.

Coenunenne 45: B xon0y BHocmmm Coenuaenne 42 (500 mr, 1,25 mmons, 1 3kB.) u Pd/C (50 mr), 30 M
MeOH u 3 ma H,O. [TonydeHHyro cMech MepeMemunBain B Teuenne 18 1 B atMocdepe Bomopoaa (IprUMepHO
310 kIla (45 Psi)). Aramu3 mocpenctBoMm XXXMC mokasan, 9to peakius 3aBepuimiack. CMech GUIBTPOBAIIH.
TTony4ennbIit GUIBTPAT KOHIIEHTPUPOBAIN U ouniayn mocpenctsom npern. TCX (IT9/9A = 2/1) ¢ monydeHnem
Coenunenus 45 B BuIe TBepIoro Bemectsa Oemoro nsera (300 mr, BeIxoa: 59%).

'H SIMP (CDCls, 400 MT'n): & 7,45 (d, J=8,8 ', 2H), 7,36-7,26 (m, 4H), 7,14 (t, ]=8,8 'e;, 2H), 6,99 (s,
1H), 4,30 (s, 1H), 3,29 (m, 2H), 2,67 (t, J=6,4 I'u, 2H), 1,93 (m, 2H).

MC (U3P) m/z (M+H)" 404.9.

Coeaunenue 44 nmosryyaiau cOrjlacCHO METOJIMKE, aHAIIOTMYHOM MeTouKe nosydenus CoequHeHus 45.

'H SIMP (CDCls, 300 MTI'n): & 7,41 (s, 1H), 7,36-7,32 (m, 3H), 7,20-7,15 (m, 2H), 6,90 (s, 1H), 4,41
(ymwp. s, 1H), 3,85 (s, 3H), 3,20 (m, 2H), 2,54 (m, 2H), 1,82 (m, 2H).

MC (M3P) m/z (M+H)" 390,9.

Coenunenne 395 mosrydanad COTIACHO METOIUKE, aHAIOTHIHOW MeTonuke monydenus CoenuHeHus 43, ¢
MCTIONb30BaHueM (4-1tmano(eHn1)00poHOBOH KUCIOTH BMecTo CoemuueHus XI-5.

'H SIMP (CDCls, 400 MI'nr): § 9,10 (dd, J=1,6 T'ni, 4,4 I'ny, 1H), 8,79 (dd, J=2,0, 8,0 ', 1H), 8,21 (s, 1H),
7,85 (d, J=8,4 I'u, 2H), 7,79 (s, 1H), 7,65 (d, J=8,4 I'u, 2H), 7,56-7,52 (m, 2H), 3,99 (s, 3H).

MC (U3P) m/z (M+H)" 328,0.

R
N R N
B | Z'N}‘ fol N, | |
r Z ' B N\ =
N/ B
| o |
XI1-8*
N (e} - N O
Pd(dppf)Cls, KsPO,
R1 OM3/H20, 06p. xon. R4
R, = Me, Boc R
XI-6* XI-9
R1 = 4-CN, 4-Cl, 4-OCF3, 2-Me-40Et
R3 =Me, H

Coemuaenne XI-6% ¢ pasnmuHbIME TpynmamMi R' MoeT GBITh IOTYYEHO COMIACHO METOMHKE, AHATOTHY-
Hoit metoguke Coenunenust XI-6. [Tocnenuioro craauio - coueranue no Cy3yKd - IPOBOAWIMN C UCIIOJIb30BAHU-
em 160 Crnocoba 1, mu6o Crocoba 2, onucaHHbIX B HacTosmeM qokymente. Coenunenus 571, 572 u 579-581
noxyyanu myteM coderanusi no Cysyku Coemunenus XI-6* c¢ coorBercrByrommM Coenunennem XI-8* ¢ wmc-
MOJIb30BAHUEM CTAaHIAPTHON MeToauKH, omucaHHo# B Crocobe A, ¢ ucmnonbzoBanueM K;PO, Bmecto K,COs.
Comm HCI momyyanu mytem B3aumoeiictsus Coenunenuii ¢ Boan. HCI (1,0M, 1,1 3ks.) npu 0°C B muokcaHe B
TeyeHune 20 MUH, 3aTEM KOHLIEHTPUPOBAIU U CYLIWIN MO/ BaKYyMOM.

Coemunenne 571: "H SIMP (CDCly, 400 MT'): & 9,03 (dd, J=2,0, 5,2 T'u, 1H), 8,79 (dd, J=1,6, 8,0 I'n,
1H), 8,20 (s, 1H), 7,79 (s, 1H), 7,56 (s, 1H), 7,53-7,50 (m, 3H), 7,43 (d, J=6,8 T'n, 2H), 3,99 (s, 3H).

MC (U2P) m/z (M+H) " 385,0.

Coemunenne 572: 'H SIMP (IMCO-dg, 400 MTI'm): & 12,90 (s, 1H), 9,09 (dd, J=2,0, 4,8 T', 1H), 8,65 (dd,
J=1,6, 8,0 I'u, 1H), 8,43 (s, IH), 8,11 (s, 1H), 8,01 (s, 1H), 7,66-7,63 (m, SH).
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MC (U3P) m/z (M+H)" 322.9.

Coemuuenwe 579: 'H AIMP (JIMCO-ds, 400 MTI'): & 12,88 (s, 1H), 9,09 (dd, J=1,6, 4,4 T'u, 1H), 8,64 (dd,
J=1,6, 8,0 T'u, 1H), 8,44 (s, 1H), 8,13 (s, 1H), 8,05 (s, 1H), 7,73 (d, J=8,8 'y, 2H), 7,66-7,62 (m, 1H), 7,58 (d,
J=8,4 T, 2H).

MC (UDP) m/z (M+H)" 373.1.

Coenuuenne 580: 'H AMP (JIMCO-dg, 300 MI'n): § 12,86 (s, 1H), 9,09 (dd, J=1,8, 4,5 T'u, 1H), 8,65 (dd,
J=18, 8,1 T'm, 1H), 8,43 (s, 1H), 8,10 (s, 1H), 7,86 (s, 1H), 7,65-7,62 (m, 1H), 7,30-7,23 (m, 1H), 6,99 (d,
J=2,4 T, 1H), 6,93-6,89 (m, 1H), 4,09 (q, J=7,2 T'y, 2H), 2,07 (s, 3H), 1,37 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 347.1.

Coenuuenne 581: 'H SIMP (JIMCO-de, 300 MI'm): & 12,90 (s, 1H), 9,09 (d, J=3,0 T'u, 1H), 8,66 (d,
J=7,2Tu, 1H), 8,34 (s, 1H), 8,08-8,04 (m, 4H), 7,85 (d, J=8,1 ', 2H), 7,67-7,64 (m, 2H).

MC (U2P) m/z (M+H)" 314,1.

IIpumep 5-E. Cunte3 Coennnaenns 46 (cxema XII).

NH, NH, Z
Br, OHC-CHO N NaOMe
N2 Br NH, 5
— N e B AN —

| P BOAH. HBr, 110°C | P n-BuOH, 80°C | MeCH, 60°C

N N” B N B
X1 XIlI-2 XII-3

B(OH),

)

NZ Z © Br A N
Br /\l\l N/w OCF, XII-6 |
| x NaSEt Br\f\IN 3 N0
’ |
P

- TIM®A, 60°C Cu(OAc),, Py, PyO
N 0] N o)
H MC 4A, IXM, Oz
Xll-4 XI5 X7
OCF
F. 3
B(OH), NP
/m
| AN
F N
XII-8 - ©

Pd(dppf)Cly, K2CO3
AM3/H20, 06p. xon.

Coenmgec:;e 46

K momyuennoit cmecu Coenmuenus XII-1 (10,0 r, 10 mmons), pactBopernoro B HBr 48% (200 mu), o ka-
wisiM 1o6aBisty Br, (12,5 mut, 13,4 MMoIb) B oxXJtaxkaaromeit 6ane ¢ JeIsTHON BOMIOH, MOAIep KUBas TeMITepaTy-
py Hmke 40°C. Tlocne sToro nomydeHHyoo cmech Harpeand mpu 110°C B Teuenue 5 4. IlodydeHHy0 peakuu-
OHHYIO CMECh OXJIXKIAIH N0 K.T., GUIBTPOBAIM M MPOMBIBAIM HEOOJBIINM KOJIMYECTBOM BOJbI. OcCTaTok Ha
¢unbTpe moamenaunBanu 10 pH 7-8 HaceimenasiM BogH. NaHCO; u mojBepraiv SKCTpaKIUU MOCPEICTBOM
EtOAc (3x200 mur). OObeqMHEHHBIH OpraHUYECKUN CIOW MPOMBIBAIM COJIEBBIM PACTBOPOM, CYIIHIN Haj 0e3-
BoHbIM Na,SO,4 1 KoHIIeHTpupoBau ¢ noiaydeHrneM Coenunenust X11-2 (17,2 r, Berxoa: 71%).

'"H SIMP (JIMCO-dg, 400 MT'nr): & 7,95 (s, 1H), 5,20 (yump. s, 4H).

Coenunenne XI1-2 (5,0 r, 18,9 mmonb) 1 BonHbIHA riuokcans (40%, S5 mir) pactBopsiai B n-BuOH (15 m),
noJiyueHHy1o cMech nepemertrbaiu npu 80°C B Teuenue 2 4. [onydeHHYI0 peakIMOHHYIO0 CMECh OXJIAXKAATHU 10
K.T., OCaKaJI0Ch TBEP/IOE BEIIECTBO, €r0 (pUIBTPOBAIH, TPOMBIBAIHN [1D M CymImim mox BakyyMoM € HOJTy4eHHU-
eMm Coenunenns XII-3 (5,0 r, Berxoa: 92%) B Buze TBEPIOTO BEIIECTBA JKEJITOTO IIBETA, KOTOPOE MCIIOIB30BAIN
Ha CIIeAyIoIe cTaauy 6e3 TOTOTHUTEILHON OYHCTKH.

'H SIMP (CDCls, 400 MI'my): 8 9,18 (d, J=2,0 T'u, 1H), 9,11 (d, J=2,0 T'u, 1H), 8,84 (s, 1H).

Coenunenne XII-3 (5,0 r, 17,3 mmons) 1 NaOMe (1,4 1, 26 mmons) pactBopsii B MeOH (60 mur) u 3atem
MOJTy4eHHYI0 cMech nepeMmemnBany npu 60°C B Tedenue 0,5 4. PacTBopuTENb yOaJIsiid, OCTATOK Pa30aBIIsLTA
nocpeactBoM EtOAc (100 M), mpOMBIBAIA COJIEBBIM PacTBOPOM, Cymmmin Haa Na,SO, v KOHIIEHTPUPOBAIN C
nonyuenneM Coenunenns XII-4 (3,7 r, Beixon: 89%) B BUIe TBEpAOTO BEIIECTBA CBETIIO-KEITOTO I[BETA, KOTO-
pO€ MCHOJIB30BaJIM Ha CIIEAYIONIEeH cTaanu 6e3 TOMOIHUTEIbHOW OYHCTKH.

'H SIMP (CDCls, 300 MT'n): 8 9,05 (d, J=1,8 T, 1H), 8,88 (d, J=1,8 I'i, 1H), 8,46 (s, 1H), 4,17 (s, 3H).

Coenunenne XII-4 (2,0 T, 8,4 mmois) n NaSEt (3,2 1, 38 mmons) pactBopstiii B JIM®PA (30 min), mosryden-
Hy0 cMech nepememnBany npu 60°C B Tedenue 1,5 4. IlonydeHHYI0 peakIIMOHHYIO CMECh OXJIaXJalu 10 K.T.,
paszbasmsm Bonoi (30 M) u moakucism go pH 6~7 mocpencrsom konu. HCI. INomyuennsrii ocanok codbupann
myTeM (QWIBTPOBaHMSI, NPOMBIBAIN BOJOH M CYIIWIHM 1O/ BakyyMoM c roinydenueM XII-5 (1,9 r, Beixoa: 100%)
B BUJI€ TBEPAOIO BELIECTBA KOPUIHEBOTO L[BETA.

'H SIMP (IMCO-dg, 400 MI'nr): & 8,84 (d, J=2,0 I'n,, 1H), 8,57 (d, J=1,6 I'n;, 1H), 7,95 (s, 1H).

K pactBopy Coenunenust XII-5 (2,0 r, 10 mmoins) B IXM (100 mir) moGasnsum aunerar menu(Il) (3,6 r,
20 mmodb), XII-6 (2,0 T, 12 MMoutb), mupuauH (3 M), mupuanH-N-okeun (1,9 T, 20 MMOJIB) ¥ TOHKOU3METHYCH-
HBIC aKTHBHUPOBAHHBIE MONEKYIApHEIe cnta 4A (3,0 T). IloaydeHHYIO0 CMeCh TIepEMEIITHBANH IIPH K.T. B TCUCHHE
18 u B atmocdepe O,. PactBoputens ymapuBaiv W MOJXYYEHHBIH OCTaTOK pazdaBisuin mocpenctBoM AcOEt
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(150 mi) u punbTpoBay. GUIBTPAT MPOMBIBAIIN COJICBBIM pacTBOPOM, cymwin Hajx Na,SO4 M KOHIIEHTPHPOBa-
yu. [TomydeHHbBIH 0CTaTOK OYHIAIN TOCPEIACTBOM (PIIBII-XpOMATOTpapiy Ha CHIIMKAreNe ¢ IMeTPOICHHBIM d(u-
poM/EtOAc (1:1-1:2) ¢ momyuenuem Coennnenust XII-7 (400 mr, Beixoa: 12%) B BUae TBEPIOTO BEMIECTBA JKETI-
TOTO IIBETA.

MC (U2P) m/z (M+H)" 386.

CoenuHenne 46 TONyYalld COTJIACHO METOIHWKE, aHAJIOTWIHOW MeTonuke monydenus CoenuHeHwst 42
(75 wr, BeIXOI: 72%)).

'H SIMP (CD;OD, 400 MTI'): 8 9,01 (d, J=2,0 T';, 1H), 8,89 (d, J=2,0 I'n, 1H), 7,83 (s, 1H), 7,73-7,70 (m,
2H), 7,68-7,65 (m, 2H), 7,51 (d, J=8,0 ', 2H), 7,21-7,16 (m, 2H).

MC (U2P) m/z (M+H)" 401,9.

Coenunennie 47 moiaydald COTJIACHO METOJAMKE, aHAIOTMYHOW MeTonuke noiydeHusi CoenuHeHus: 46, c
ucnonb3oBanueM 1-mermin-4-(4,4,5,5-terpamerm-1,3,2-muokcaboponan-2-wn)-1 H-nmupaszona Bmecro Coemune-
Hus XII-8.

'H sIMP (CD;0D, 400 MTI'm): 8 9,01 (d, J=2,0 I'u, 1H), 8,89 (d, J=2,0 ', 1H), 8,35 (s, 1H), 8,04 (m, 2H),
7,73-7,70 (m, 2H), 7,55-7,50 (m, 2H), 3,97 (s, 3H).

MC (M2P) m/z (M+H)" 387.9.
B(OH),
NZ \
N o
Br: N N\-.F ’ |
N B, N \
Nﬁ cl | N/ 0 N N
Br SN Xll-6a o N X0 Xll-8a - |
| Cu(OAQ)s, Py, PyNO Pd(dppf)Cly, K2COs N0
N 0o MC 4A, OXM, O, OM3/H20, 06p. xon.
H
XII-5 a
Xll-7a Cl

CoeauHenue 397

Coeaunenrie 397 moiiydanau COIVIACHO METOIUKE, aHAIOTMYHOU MeTonuke mnonydenus Coenunenust 47, ¢
ncnoib3oBanueM Coemunenus XII-6a Bmecto Coequnenus XII1-6.

'H IMP (CDCls, 400 MTI'm): 6 8,98 (d, J=2,0 I'u, 1H), 8,90 (d, J=2,0 ', 1H), 8,13 (s, 1H), 7,80 (s, 1H),
7,64 (s, 1H), 7,55-7,52 (m, 2H), 7,47-7,45 (m, 2H), 4,00 (s, 3H).

MC (U2P) m/z [M+H]" 337.9.

Coeaunenrie 398 mosyyaiau COTIacCHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coequnenus 397, ¢
HCToNb30BaHueM (4-1manodeHnn)00poHoBoi KUCIoTel BMecTo Coennuenus XI1-6a.

'H sIMP (CDCl;, 400 MTI'my): 6 9,00 (d, J=2,0 I', 1H), 8,93 (d, J=2,0 I'u, 1H), 8,14 (s, 1H), 7,89-7,87 (m,
2H), 7,81 (s, 1H), 7,71-7,67 (m, 2H), 7,64 (s, 1H), 4,00 (s, 3H).

MC (U2P) m/z [M+H]" 328,9.

HCI
HN z
Néﬁ T N/w HN Nﬁ

Br- ™ lN BOC\N}B,Ot N\ N Na \ SN
| N~ © | |
N™ ~0

X1I-8b BoaH. HCI (1,1 akB.)
: N o —_— N (6]
Pd(PPhs)4, KsPO4 (BOAH.) MeOH/CH3CN
OM®A, 80°C
Cl Cl al
Xll-7a CoeauHeHune 399

CoeaunHenne 399a

K pactBopy Coemunenus XII-7a (400 mr, 1,2 mmomb, 1 9kB.) B IM®A (4 mur) nobasisumi Bogd. K3POy
2 M, 1,2 mi, 2,4 mmons, 2 9kB.), XII-8b (425 mr, 1,44 mmois, 1,2 3xB.), PA(PPhs), (67 mr, 0,06 MMOIIB,
0,05 axB.). ITomy4yeHHyI0 CMeCh TPOAYBajH a30ToM 1 3ateM HarpeBaym npu 80°C B Teuenue 5 4. CMeCh OXJIax-
JlaIy 10 K.T., pa30aBisu Bomoi (20 mur), moaBepranu skcTpakuuu nocpenctsoM EtOAc (3x30 mur). O0bemu-
HEHHBIA OPTaHUYECKHUI CIIOH MPOMBIBAIHM COJIEBBIM PACTBOPOM, CYIIHIIA HaJ 0e3BOAHBIM Na,SO, M KOHIEHTPH-
poBayM 101 BakyyMoM. [ToydeHHBIN 0CTaTOK oYHIaiy ocpeacTBoM ¢ummi-xpomatorpadum (II19/3A = 1/3) ¢
nonyserneM Coequnaenus 399 (90 mr, Beixox: 24%).

'H SIMP (CDCls, 400 MT'n): & 8,99 (d, J=2,0 ', 1H), 8,93 (d, J=2,0 T', 1H), 8,15 (s, 2H), 7,68 (s, 1H),
7,56-7,52 (m, 2H), 7,48-7,46 (m, 2H).

MC (U3P) m/z [M+H]" 323.9.

K nomnyuennoii cmecu Coenunennst 399 (85 mr, 0,365 mmons) B MeOH (5 mur) u CH3CN (5 mut) no6asisiim
BoxH. HCI (0,2 M, 2 mi, 0,4 mmons, 1,1 3kB.). [Tocie mepemermBanus B TeueHue 0,5 4 yaansum pacTBOPUTEITh
MPY TIOHIKCHHOM JIABJICHUH, a MOJYYCHHBIA OCTATOK CYIIWIH TIOJ BAKYYMOM C MOJYYCHHUEM THIPOXIOPHIHON
comu Coenuuenus 399a B BUzie TBEpAOTO BemecTBa entoro mnsera (120 mr, Bexom: 91%).

'H AIMP (JIMCO-dg, 400 MI'my): & 9,12 (d, J=2,0 T'i, 1H), 8,95 (d, J=2,0 I'u, 1H), 8,28 (s, 2H), 8,11 (s,
1H), 7,68-7,62 (m, 4H).
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MC (U3P) m/z [M+H]" 323.9.

Coenunennie 400 monyvaau COTJIACHO METOAMKE, aHAIOTMYHON Meroauke nonydeHus CoenuHenust 399
mytem B3aumoeicTBus Coenunenus XII-7 ¢ Coequnennem XII-8b.

'H SIMP (CD;OD, 400 MTI'm): 8 9,09 (d, J=1,6 T';, 1H), 8,88 (d, J=1,6 'y, 1H), 8,35-8,20 (m, 2H), 8,05 (s,
1H), 7,71-7,68 (m, 2H), 7,52-7,50 (m, 2H).

MC (U2P) m/z [M+H]" 374,2.

Tunpoxnopunuyio conb Coeauaenns 400 moyrydand COTIACHO METOJIUKE, aHAIOTHIHOW METOIHKE TIOTy-
genus Coenuaenus 399a B BHJIe TBEPIOTO BEIIECTBA KEITOTO IBETA.

'H SIMP (IMCO-dg, 400 MTI'm): 6 9,12 (d, J=2,0 I'n, 1H), 8,95 (d, J=2,0 I'u, 1H), 8,29 (s, 2H), 8,16 (s,
1H), 7,76-7,73 (m, 2H), 7,62-7,59 (m, 2H).

MC (U2P) m/z [M+H]" 374,0.

Coeaunenust 573 u 574 nmonayyanu COracHO aHAJIOTUYHOW METOJIMKE, ONUCcaHHOU Juis cuHTe3a CoennHe-
U 399. CooteercrByromue comu HCI Taxke monydanw COINIACHO aHAJIOTMYHON METOJIUKE, OMMCAHHOM s
cunrte3a Coequnenus 399a.

Coenunenne 573: '"H SIMP (AMCO-dg, 400 MI'm): 6 12,93 (s, 1H), 9,11 (d, J=1,6 T'n, 1H), 8,93 (d,
J=1,6 T'u, 1H), 8,37 (s, 1H), 8,12-8,06 (m, 4H), 7,84-7,82 (m, 2H).

MC (U3P) m/z (M+H)" 315,0.

Coenunenne 574: 'H SIMP (IMCO-dg, 400 MI'm): 6 12,93 (s, 1H), 9,12 (s, 1H), 8,94 (s, 1H), 8,40 (s, 1H),
8,11 (s, 1H), 7,98 (s, 1H), 7,32 (m, 1H), 7,00 (m, 1H), 6,91 (m, 1H), 4,10 (q, J=6,8 ', 2H), 2,09 (s, 3H), 1,37 (4,
J=6,8 I'u, 3H).

MC (U2P) m/z (M+H)" 348,1.

Coenunenne 575: K pacrBopy Coemunenus XII-7 (300 mr, 0,78 mmons) B JIM®PA (5 M) moGasisin
Pd(OAc), (9 wmr, 0,039 mmomns), Et;N (240 mr, 2,4 mmons), HCOOH (72 wmr, 1,5 mmonb) u PPh; (20,4 wr,
0,078 MmMoup). TTomydeHHYIO0 cMeCh TPHOKIIBI POTYBAIH a30TOM | 3aTeM HarpeBasm mpu 60°C B atMocdepe azo-
Ta B TeueHue 12 4. [locie oxXmaxxaeHUs 0 K.T. CMECh KOHIIEHTPUPOBAIH, TIOTYUYEHHBIH OCTATOK PacIpeneisuid
mexay H,O m EtOAc. TlomydeHHBIH OpraHMYECKHWd CIIOW MPOMBIBAIM COJIEBBIM PAaCTBOPOM, CYIIWJIM HaT
Na,SO,4, KOHIIEHTPUPOBAIN MO BaKkyyMoM. [loidydeHHBI HEOUUIIEHHBIH OCTaTOK OYMILAIM MOCPEICTBOM KO-
JIOHOYHOH XpoMaTorpaduu Ha CHIIMKArelie TPU UCIIOIb30BaHIH DA B KaUeCTBE 3JIIOCHTA ¢ moixyyeHueMm Coefu-
HeHus 575 (146 mr, Beixon: 61%).

'H sSIMP (IMCO-dg, 300 MI'm): 6 9,02 (d, J=1,5 T'u, 1H), 8,88 (d, J=1,8 I'i, 1H), 7,89 (d, J=7,5 I'n, 1H),
7,70 (d, J=8,7 I'u, 2H), 7,60 (d, J=8,4 I'u, 2H), 6,82 (d, J=7,5 I'n, 1H).

Coenunenne 577 nonydanmu nmytem coderanusi no Cysykn Coenunenus XII-7 ¢ Coennnennem XII-8b B
JIM®DA/H,0 npu 100°C B TeueHue 12 49 ¢ MOCISAYIOMNAM B3aUMOJICHCTBUEM C 1,3-THOKCONAH-2-0HOM B TIPH-
cyrctBur NaOH.

'H SIMP (IMCO-ds, 300 MI'n): & 9,12 (s, 1H), 8,95 (s, 1H), 8,42 (s, 1H), 8,15 (s, 1H), 8,07 (s, 1H), 7,75
(d, J=8,7 I'm, 2H), 7,61 (d, J=8,7 ', 2H), 4,18 (d, J=5,7 T'n, 2H), 3,77 (d, J=6,9 T'y, 2H).

Boc. 0

= N _g

N/w N B\O
N

x

Br.
\K\/E XIl-8b -
o Pd(dppf)Cly.CHyCly, KsPO,

N O
OM®A/H:0, 100°C

CoenuHeHune 576
Xll-4

Coenunenne 576 nmomydanu myteM Coueranust o Cysyku Coeamnenust X1I-4 u Coennnenus XII-8b, ¢
WCIIOJIb30BaHUEM CTaHIAPTHOW METOJIMKH, OMMCAHHOM B HACTOAIIEM JIOKYMEHTE, C MOCIeAyIolell peakuueu c
BBr; B IXM.

'H SIMP (JMCO-dg, 300 MI'n): & 12,83 (s, 1H), 9,04 (s, 1H), 8,84 (s, 1H), 8,17 (s, 1H), 7,82 (s, 1H).

CoenuHenne 578 moyrydanu COrIacHO METOUKE, aHAJIOTMYHOM onrcanHou s cuaTe3a CoeauHenus 576,
¢ ucnojip3oBanueM 1-metun-4-(4,4,5,5-rerpamermi-1,3,2-arokcadoponan-2-mn)- 1 H-mapazona smecto XII-8b.

'H SIMP (IMCO-dg, 300 MI'm): & 8,99 (s, 1H), 8,80 (s, 1H), 8,27 (s, 1H), 7,93 (s, 1H), 7,84 (s, 1H), 3,88
(s, 3H).
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IMpumep 5-F. Cuntez Coenunennus 48 (cxema XIII)
1) CH=CHzMgBr, TT'®,

| N0z I ! | ~"%  propoyc, ! | Oz -70°C | NH
—_— Lt A
pZ HOAc, H,SO4 Z o Z 2) NH4CI
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Xi-7 X118
B(OH),
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Xi-10 »
Cu(OAc),, Py, PyNO
MC 4A, Oz, XM

OCF,

XII-9
CoenuHenune 48

Cycnensuto Coemunenus XIII-1 (10,3 r, 73,4 mMomnb, 1 2kB.) B 46 MJI YKCYCHOU KHCIOTHI, 20 MJI BOJBI,
1,4 MJI KOHIICHTPUPOBAHHOM CEPHON KUCIOTHI M HOMHON KUCIOTH (3,5 T, 18 MMomb, 0,25 9KB.) epeMernmBaIn
mpu 90°C B TedeHne 15 MuH, B pe3ysibTaTe 4ero Mmojydanu pactBop. [lopuusMu no0GaBisim KpHCTaUIbI Hoaa
(7,7 r, 30,1 mmonm, 0,4 3kB.), u yepe3 20 MuH 00pa30BBIBAIICS TUIOTHBINA 0CAZIOK JKEITOTO IBeTa. [lorydeHHyIo
CMECh OXJIKIAN M M00aBISIM HACBHIEHHBIA pacTBOp THOCyibdarta Hatpus (50 mm). [TomydeHHoe TBepmoe
BEILECTBO (DMIIBTPOBAIM M IPOMBIBAIN HACBHIIIEHHBIM PacTBOPOM THOCYINb(arta Hatpus (50 mir), a mocine 3Toro -
BooH. [lonydeHHOE TBEp/I0€ BEIIECTBO CYIIMIIM 1MOA BakyyMoM c mnonydeHueM Coenunenus XIII-2 (14 r, BbI-
xo1: 72%).

Cycnienzuto Coeaunenns XII1-2 (15 r, 56,4 mmons, 1 9kB.) B 35 M ¢permnauxnopdocdara HarpeBaIu npu
180°C B Teuenue 30 MuH, B pe3yabTaTe 4ero MOIydaad pPacTBOP KOPUYHEBOTO IL(BeTa. AHaNMHM3 MOCPEICTBOM
TCX (IT9:5A = 10:1) mokaszai, 94To peakius 3aBepIImiach. PacTBOpy MO3BOJISIT OCTHITh M 3aTEM €T0 HATUBAIN
Ha JIeNl/BOy, HEUTPAIM30BhIBAIH ITyTEM MOpHHOHHOTO nobasmeHus tBepaoro NaHCO;, moaBepranm sKCTpak-
1 sTmtaneratom (3x150 min), a 3atem npomeiBanu BogH. NaHCO; (5%, 50 mir). Opranndeckuii ciioi cymmim
Hax 0e3BOIHBIM Cynb(haToM HaTpus, GUIBTPOBANIH M KOHIEHTPUPOBAIH C MOTYyYCHUEM TBEPIOTO BEIECTBA KO-
puuHeBoro mBera. [1omydeHHBI HEOYMIIEHHBIH MPOAYKT OYMINANN MOCPEICTBOM (idmI-XxpomaTorpaguu Ha
cuiiKarese ¢ nerpoiedHsM agupomM/EtOAc (5:1—2:1) ¢ monyuenuem XIII-3 B BUIe TBepAOTo BELIECTBA JKEIl-
toro 1Beta (14 r, Berxon: 87%).

MC (UDP) m/z (M+H)" 284,7.

K pactBopy Opomuaa BuHMIMaraus (66 w1, 66 wmmoms, 3,4 o2kB., 1,0 M pactBop B
2-metunrerparuapodypane) npu -70°C B atMocdepe a30Ta 1Mo KamisiM B TedeHue 45 MUH J00aBIIsUIN pacTBOP
Coenunenns XIII-3 (5,5 T, 19,3 Mmmomb, 1 3xB.) B 120 M cyxoro Terparuapodypana. Yepes 30 mun npu -70°C
anamu3 nocpencteoM TCX (I13:DA = 3:1) mokasan, 4To HCXOJHOE BEIIECTBO OBLIO MOJHOCTHIO U3PACX0I0BAHO.
Peakmmio racuiy HachIEHHBIM pacTBOpPOM xJyiopuaa amMmmoHus (50 mu). IlomydeHHyI0 cMech MmoJBepraim 3Kc-
Tpakiuu dTrianetatoM (3x150 mur). OObenTuHEHHBIE OpPraHUYECKHE CIIOM MPOMBIBAA COJIEBBIM PAacTBOPOM,
CYIIMIN Haja 0E3BOAHBIM Cyab(paToM HaTpusl, GUIBTPOBAIN U KOHIIEHTPUPOBAIN C MOIYYCHHEM Macila KOphd-
HeBoro IBeTa. [loyuyeHHOE Macio OYHIIay HOCPEACTBOM (idII-XpoMaTorpaguu Ha CHIIMKarelie ¢ IeTpojei-
HBIM 3¢1upoM/EtOAc (5:1->2:1) ¢ nonyuennem Coeaunenns XI11-4 (0,5 r, Berxox: 9%).

MC (U93P) m/z (M+H)" 278.8.

B xon0y BHOCcHim Coenunenue XIII-4 (450 mr, 1,6 mmons, 1 9kB.), NaOMe (864 mr, 16 Mmoib, 10 9kB.) n
8 mur JIM®A. TMomyuennyro cmech HarpeBanu mpu 130°C B teuenne 18 4. Ananms nocpeactsoM KXMC moka-
3aJl, YTO peakysl 3aBepiniach. [loMyueHHYyI0 peakIHOHHYI0 CMECh OXJaXKIAIH OO K.T., Pa30aBIsLIIN BOMO,
MOABEPTaN IKCTPAKIUK dTHaneraTtoM (3x50 mur). OObeqMHEHHBIH OpraHMYeCKUi CII0H POMBIBAIIN COJIEBBIM
pacTBOpOM, CYIIMIN Haj Oe3BOAHBIM CyIb(PAaTOM HATPHUsS, (UIBTPOBAIN W KOHICHTPHUPOBAIN C IOIydCHHEM
Coeaunenns XIII-5 (0,2 T, Berxoxa: 46%).

MC (U2P) m/z (M+H)" 274.8.

Coeaunenne XIII-7 nmonyyanu corinacHO METOAMKE, aHAIOTUYHON MeTouKe noayudenus: Coeaunenus 42, ¢
UCTIONB30BaHueM  1-MeTmin-4-(4,4,5,5-terpamerui-1,3,2-nuokcaboponan-2-mwi)- 1 H-mupazona (XIII-6) BmecTo
Coenmunenns XI-7 (150 mr, Berxoa: 51%).

MC (U3P) m/z (M+H)" 228.9.
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K pactBopy Coenunennst XIII-7 (100 mr, 0,44 mmons, 1 5xB.) B AM®A (5 M) no6asmsmn NaH (60% B
MuHepanpHOM Macie, 35 mr, 0,88 mmounb, 2 3kB.). [locine nepememuBanus B TeueHue 30 MuH g06aBmsim Mel
(75 mr, 0,53 mmonb, 1,2 9kB.). [TomydeHHYIO cMech TIepeMEeNIMBAIA TIPH K.T. B TeueHue 2 4. Jlanmee cMech Mea-
JICHHO TaCWJIM BOAOM, moaBepraiy skcTpakiuy nocpeactsoM EtOAc (3x30 mur). OObenMHEHHBIH OpraHMYeCKUi
CJIOW TPOMBIBATM COJIEBBIM PAcTBOPOM, CYITHIIM Hax 6e3BomHbIM Na,SO, u koHueHTpupoBaid. [lomydeHHBIH
octarok ounmain nocpeactsoM mpern. TCX (IT9/3A = 1:2) ¢ nonyuennem Coenuaenus XI11-8 (90 mr, BeIXO:
85%).

MC (UDP) m/z (M+H)" 243.0.

Cwmecs Coenunenns XIII-8 (90 mr, 0,374 mmoos) B 10 Mt Bogs. HBr (48%) HarpeBamm ¢ 0OpaTHBIM XO0JI0-
IUIBHUKOM B TedeHHe HouH. [locne oxytaaeHus 10 K.T. MOJYyYCHHYIO CMECh HEHTpaIM30BBIBAIM ITyTEM J00aB-
neHus HacwimeHHoro BoaH. NaHCOj3, moaBepranu skctpakuuu nocpenactsom JIXM/i-PrOH (3x30 mi, 00./06. =
9/1). OGbeANHEHHBII OpPraHUYECKUI CIION IIPOMBIBAIIM COJIEBBIM PacTBOPOM, CYIIMIIM Haj 0e3BOAHBIM Na,SO4 1
KOHLIEHTPUPOBAJIH ¢ roirydeHneM HeounnienHoro Coenunenus XI11-9 (70 mr, Beixoxa: 82%).

MC (U3P) m/z (M+H)" 229,0.

CoenuHenne 48 TMONyYanu COTIACHO METOAMKE, aHAJIOTHYHOW MeTtoauke moiydenus XII-7 (51,9 mr, BbI-
xo1: 43%).

'H SIMP (CDCls, 300 MT'nn): & 7,63 (s, 1H), 7,53 (s, 1H), 7,42 (d, J=8,7 I'u, 2H), 7,27 (d, J=8,7 I', 2H),
7,03 (d, J=3,0 I', 1H), 6,95 (s, 1H), 6,39 (d, J=3 ', 1H), 4,10 (s, 3H), 3,90 (s, 3H).

MC (U2P) m/z (M+H)" 388.9.

Coenunenne 49 moiaydad COTJIACHO METOJMKE, aHAJIOTHYHOW MeTonuke nonydeHuss CoenuHeHus 48, c
WCTIONIb30BaHWEM OpoMHuIa |-poreHuIMaruis BMecTo Opommuia BHHUIAMAruus u (4-¢ropdennn)oopoHOBOM
kucinoTel BMecto Coennnernns XI11-6.

'H SIMP (CDCls, 300 MI'w): & 7,43 (d, J=8,7 ', 2H), 7,32-7,29 (m, 4H), 7,02 (t, ]=8,4 I'u, 2H), 6,77 (s,
1H), 6,71 (s, 1H), 4,08 (s, 3H), 1,69 (s, 3H).

MC (U2P) m/z (M+H)" 416.9.

B(OH)

| A NH " 1) Nt JJ,IVItDA sz (dba)s, KOH, L4
| ) XIII Ga N~Bn qmoxcaHIHzO
NZCl Pd(dppfiCly, KoCOs 2) BnBr 06" xon. ;}—_‘_ ’
Xi-4 AM3/H20, 06p. xon.
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| Mel, Cs:CO;
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0
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,ElMtDA K. T.
Cu OAc)2 Py, PyNO, e
MC 4A, OXM, Oz
CoeguHeHue 590
A OCF3 OCF4 OCF3;
CoepuHenue 392 CoeauHenue 591 CoepuHenne 592

Coenunenne XIII-7a moydany coriacHO METOIMKE, aHAJIOTUIHON MeToauKe nonydeHuss CoennaeHus 42.
MC (U2P) m/z (M+H)" 246,9.

K pactBopy Coennnenus XIII-7a (400 mr, 1,63 mmons, 1 3xB.) B 10 M IM®PA nob6asnsimm NaH (60%-nas
JUCTIEpCHsT B MUHEpAIILHOM Macie, 98 mr, 2,44 mmoub, 1,5 3kB.) npu 0°C. [TorydeHHYI0 cMeCh TIepeMeTUBaIH
npu 0°C B teuenue 30 muH. [Tocne atoro B kondOy godaemsuin BnBr (417 mr, 2,44 mmons, 1,5 3kB.). [Tomy4en-
HYIO CMeCh IepeMelInBainy B TedyeHue 16 4 npu k.1. AHanu3 nocpeactsoM TCX (IT3/3A = 5/1) noxkasan, 4to
peakist 3aBepumiack. [lomydeHHY0 cMech pa30aBisuid BOJIOH, MOABEPTaIH dKCTpaknuu mocpenctsom EtOA
(3x50 mur). OObemMHEHHBIA OPTaHUIECKUI CIION TTPOMBIBAIH COJIEBBIM PACTBOPOM, CYIIMUIN Haj Na,SOy, uib-
TPOBAIX U KOHIECHTPUPOBAIU C MONyYCHHEM MAclia JKEITOTO IBeTa. [IpOBOAMIN OYHCTKY MOCPEICTBOM KOJIO-
HOYHOU Xpomarorpaduu Ha cuiukarene (II9/9A = 5/1) ¢ nonmyuennem Coenunenns XIII-8a (250 mr, BbIxox:
46%).

MC (U3P) m/z (M+H)" 336.9.

B xon6y BHOocHimu Coeaunenne XIII-8a (250 mr, 0,74 mMomnb, 1 9kB.), KOH (499 wmr, 8,9 mmons, 12 3kB.),
L; (97 mr, 0,23 mmomnb, 0,3 3kB.), 10 Mt nuokcana u 10 mi H,O. Konby npoayBanu a30ToM U 3aTeM J0OaBIISIIH
Pdy(dba); (37 mr, 0,04 mmous, 0,05 5kB.). [TorydeHHYIO CMech CHOBa MPOIYBAIHM a30TOM M HarpeBaJii ¢ oOpar-
HBIM XOJIOJMIIBHUKOM B TeueHune 10 4. Axamms nocpeactsoM XKXMC moka3zai, 9To peakius 3aBepimmiachk. [1o-
JTy4EeHHYI0 CMECh OXJXKIUIH J0 K.T., pa30aBisd Bojgou (20 mir), moABEeprayid 3KCTPAKIMH dTHIIANETATOM
(3x50 mu). OObenMHEHHBI OPTraHUYECKUH CJIOW MPOMBIBAINA COJIEBBIM PACTBOPOM, CYIIHIIN Hal OE3BOIHBIM
cynb(paroM HATpus, (QUIBTPOBATM M KOHICHTPUPOBAIH. [IpoBOmMIM OYHCTKY mmocpencTBoM mperm. TCX
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(IT3/3A = 1/1) ¢ monygyennem Coemqunaenus 590 (200 mr, Beixoa: 85%).

MC (U3P) m/z (M+H)" 318.9.

Coenunenne 392 nomydanu mytem codetanus rmo Cy3yku Coemamnaenus 590 ¢ Coenunenuem XIII-10 co-
TJIACHO METOJUKE, aHATOTUIHOM MeToauke noydeHns Coenuaenns 48 (Boxon: 19%).

'H SIMP (CDCls, 400 MI'u): & 7,53-7,50 (m, 4H), 7,36-7,27 (m, 7H), 7,19 (d, J=2,8 I'u, 1H), 7,14 (t,
J=8,4 T, 2H), 7,01 (s, 1H), 6,46 (d, J=2,8 ', 1H), 5,86 (s, 2H).

MC (UDP) m/z (M+H)" 479.1.

K pactBopy Coemunenust 392 (220 mr, 0,51 mmoms, 1 3kxB.) u IMCO (400 mr, 5,14 mMoib, 10 2kB.) B
20 Ma TT'® mobasmsmu KO-t-Bu (1,15 r, 10,28 mMmois, 20 3kB.) ipu 0°C. [TonydeHHYI0 CMECh ITepeMeIInBaii B
TedyeHue 18 4 mpu K.T. B atMocepe kKuciopona. PeakimoHHyI0 cMeCh TacHIIM BOJOH, ITOABEPTan 3KCTPAKIHH
nocpeactBoM EtOAc. OO0beTMHEHHbIH OpraHUYecKUi CIIOHW MPOMBIBAJIIM COJIEBBIM PAaCTBOPOM, CYIIMIIM Haj Oe3-
BOJIHBIM CyJb(aToM HaTpus, GUIBTPOBAIU M KOHICHTpHpOoBanu. [IpoBomminm ogucTky nocpeacteom nper. TCX
(I19:DA = 1:1) ¢ nonyuennem Coenunenus 591 B Buae TBepaoro Bemectsa Oenoro nsera (140 mr, BBIXOA:
70%).

'H SIMP (JIMCO-ds, 400 MI'n): & 12,37 (s, 1H), 7,69-7,65 (m, 4H), 7,51 (d, J=8,4 T'u, 2H), 7,44 (t,
J=2,8 T'u, 1H), 7,29-7,25 (m, 3H), 6,48 (t, J=2,4 ', 1H).

MC (U2P) m/z (M+H)" 388.9.

K pactBopy Coemunenus 591 (200 mr, 0,52 mmonsb, 1 2kxB.) B 5 Mt IM®A nobasnsumm Cs,CO; (336 wmr,
1,03 MMomnb, 2 9kB.) Tipu K.T. [lomydeHHyI0 cMech mepemenmBany B TedeHue 30 MuH. B k0i0y co cMechio J0-
6asismi Mel (146 mr, 1,03 Mmmoms, 2 3kB.). [loaydeHHyo cMech iepeMermuBaiy B Tedenue 184 mpu k.1. CMech
pa3z0aBisUIM BOJIOM, TMOABEPTAIM IKCTpakiuu mocpeactBoM EtOAc. O0beIMHEHHBIH OPTaHUYECKUN CIIOH TIpO-
MBIBAJIM COJICBBIM PAacCTBOPOM, cymiid Hasl NaySOy, GMIBTpOBAIN M KOHIIEHTPUPOBAIHN C TIOTy4YSHHEM TBEPHOTO
BelIecTBa skenToro 1BeTa. [IpoBoauinm ouuctky nocpeactBoM mpern. TCX (II9:DA = 1:1) ¢ monyuennem Co-
eauHeHMs 592 B BUE TBEPJOrO BEIIECTBA CBETIIO-KeNToro IBeta (90 mr, Beixo: 43%).

'H SIMP (JIMCO-dg, 400 MI'ny): & 7,68-7,64 (m, 4H), 7,52 (d, J=8,0 ', 2H), 7,48 (d, J=2,8 I'n, 1H), 7,31-
7,26 (m, 3H), 6,42 (d, J=2,8 ', 1H), 4,11 (s, 3H).

MC (U3P) m/z (M+H)" 403,1.

Coenunenrie 394 nosyyaiau COrIacHO METOAMKE, aHAIOTMYHOM MeToauke nonydeHus Coequnenus 392, ¢
ucronbp3oBaHueM 4-0pom-7-xnop-1H-mmppono 2,3-cJmupununa Bmecto Coenunenus XIII-4, CoenuneHus
XIII-6 Bmecto Coequnenuns XIII-6a u meTnmiionuaa BMecto BnBr.

'H SIMP (CDCls, 400 MI'n): & 7,70 (s, 1H), 7,60 (s, 1H), 7,49 (d, J=8,4 I', 2H), 7,34 (d, J=8,4 I'u, 2H),
7,10 (d, J=2,8 I'u, 1H), 7,02 (s, 1H), 6,46 (d, J=2,8 I'u, 1H), 4,20 (s, 3H), 3,97 (s, 3H).

MC (UDP) m/z (M+H)+ 389,0.
- N~ Bi N—
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Coeaunenrie 593 moirydanau COIVIACHO METOIUKE, aHAIOTMYHOU MeTonuke mnonydenus Coenunenust 48, ¢
ucrons3oBanueM Coennnenust XII1-4b Bmecro Coenunenus XIII-4. OtunupoBanne nocpencrsom Etl n obpa-
601Ky mocpenctBoM NaOMe MpoBOIMIIM COTJIACHO METOAMKE, aHAJIOTHYHON ONMMCaHHOM /it cuHTe3a CoenuHe-
aHus 592 u Coenunenns XIII-5. ITocne ruaponmsa nocpenctsom Coennnenne XIII-7b moasepramm aByM peak-
M codetanws o Cy3yku ¢ monydaenneM CoeauHenust 593 B Bue TBepAOro BemiecTBa 0€Ioro 1BeTa.

'H SIMP (IMCO-dg, 400 MT'n): & 12,94 (s, 1H), 8,05~7,98 (m, 2H), 7,63~7,61 (m, 2H), 7,52~7,49 (m,
3H), 7,38 (s, 1H), 6,61 (d, J=2,4 'y, 1H), 4,51 (q, J=7,2 T'n, 2H), 1,33 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 389.1.

Comb HCI Coemmuenns 593a: 'H SIMP (IMCO-dg, 400 MTI'n): & 8,01 (s, 2H), 7,62 (d, J=8,8 T'u, 2H), 7,98
(s, 1H), 7,53-7,50 (m, 3H), 7,38 (s, 1H), 6,61 (d, J=8,8 ', 1H), 4,51 (q, J=7,2 'y, 2H), 1,33 (t, J=7,2 T'ny, 3H).

MC (U2P) m/z M+H]" 389,1.

Coenunenne 595 momywanu nocpenctsoM codetanust no Cysyku Coenmnenust XIII-4b ¢ CoeanneHnem
XIII-6a ¢ mocneayomuM AeXJIOPUPOBAHUEM COTJIACHO TOM k€ METOAMKE, KOTOpas OMKCaHa BBIIIE AJIS AEXJIOpU-
poBanus Coenunenus XIII-8a.

'H SIMP (CDCls, 400 MI'ny): & 11,18 (s, 1H), 7,52-7,49 (m, 2H), 7,16-7,11 (m, 3H), 6,97 (s, 1H), 6,41 (d,
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J=3,2Tu, 1H), 4,66 (q, J=7,2 ', 2H), 1,52 (t, J=7,2 'y, 3H).

MC (U3P) m/z (M+H)" 257,1.

Coenunenne 594 nomydanu mytem codetanus mo Cy3yku Coemamnenus 595 ¢ Coenunenuem XIII-10 co-
TJIACHO TOH k€ METOJINKE, 10 KoTopoi nmonydanu CoennHenne 48.

'H SIMP (CDCls, 400 MI'ny): & 7,54-7,51 (m, 2H), 7,35 (d, J=8,4 I'r;, 1H), 7,18-7,12 (m, 3H), 7,00 (s, 1H),
6,42 (d, J=2,4 I'u, 1H), 4,62 (q, J=7,2 I'y, 2H), 1,51 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 417,2.

Coenunenne 615 momydaiu B BHIE TBEPJOTO BEIIeCTBa OEJIOro mBeTa MmyTeM B3aumoeicTBust CoennHe-
U 593 ¢ 2-(2-6pomdTokcu)rerparuapo-2H-mupanom B mpucyrctBuu Cs,CO3; B JIM®PA mpu 50°C ¢ mocie-
JIYIOTIIMM CHSITHEM 3aIUTHI ¢ THAPOKCUTPYMIIHI ¢ ucnosb3oBanneM TsOH B MeOH npu 60°C.

'H SIMP (JIMCO-dg, 400 MT'nr): & 8,12 (s, 1H), 7,83 (s, 1H), 7,64 (d, J=8,8 I'y, 2H), 7,55-7,51 (m, 3H),
7,38 (s, 1H), 4,92 (t, J=5,2 I'n, 1H), 4,57 (q, J=7,2 T'y, 2H), 4,16 (t, J=5,6 'u, 2H), 3,76 (q, J=4,6 ['u, 2H), 1,35
(t, J=7,2 T'u, 3H).

MC (U93P) m/z (M+H)" 433.0.

Coeaunenrie 596 noayvanu corjaacHO METOJMKE, aHAIOTUUHON MeToauke nonyueHus: Coenunenus 48.

'H SIMP (JIMCO-dg, 400 MT'nr): & 8,13 (s, 1H), 7,82 (s, 1H), 7,66-7,62 (m, 3H), 7,53-7,51 (m, 2H), 7,40 (s,
1H), 7,31-7,25 (m, 5H), 6,68 (d, J=2,8 I'n, 1H), 5,77 (s, 2H), 3,87 (s, 3H).

MC (U3P) m/z (M+H)" 465,1.

Counb HCI Coexunennst 596a: 'H SIMP (IMCO-dg, 400 MI'n): & 8,11 (s, 1H), 7,80 (s, 1H), 7,64-7,60 (m,
3H), 7,51-7,49 (m, 3H), 7,39 (s, 1H), 7,31-7,22 (m, 5H), 6,66 (d, J=2,8 I'u, 1H), 5,76 (s, 2H), 3,85 (s, 3H).

MC (U2P) m/z (M+H) " 465,1.

CoenuHenne 614 moydany MyTeM CHATHUS 3aIIUTHI ¢ aMuHOTPyTIbl CoequHeHUs 596 ¢ NCTIOIB30BaHUEM
KO-t-Bu ¢ nocnenyromieit peaknueir ¢ 2-(2-6pomdTokcu)rerparuapo-2H-mmpanom B npucytctBun Cs,CO; B
JAM®A n nanbHEHIIM CHATHEM 3alllUThI C THIPOKCUTPYIIIBI ¢ ucnois3oBanueM TsOH B MeOH.

'H IMP (JIMCO-dg, 400 MI'ny): & 8,12 (s, 1H), 7,82 (s, 1H), 7,63 (d, J=6,8 T, 2H), 7,52 (d, J=8,4 T,
2H), 7,47 (s, 1H), 7,38 (s, 1H), 6,60 (d, J=2,8 I'i, 1H), 4,54 (t, J=6,0 'y, 2H), 3,87 (s, 3H), 3,70 (t, J=5,6 I'm,
2H).

MC (U3P) m/z (M+H)" 419,1.

Coeaunennie 597 moiydanau COIVIACHO METOIUKE, aHAIOTMYHOU MeTonuke monydenus Coenunenust 48, ¢
UCTIONBb30BaHUeM (4-1ianoeHmT)00poHoBO# kucaoThl BMecTo Coeaunenust XI11-10.

'H SIMP (JIMCO-dg, 400 MI'my): & 8,11 (s, 1H), 7,99 (d, J=8,5 T', 2H), 7,80 (s, 1H), 7,72 (d, J=8,5 ',
2H), 7,46 (d, J=2,8 T'n, 1H), 7,35 (s, 1H), 6,60 (d, J=2,8 I'u, 1H), 4,07 (s, 3H), 3,85 (s, 3H).

Coms HCI Coemmnennst 597a: 'H SIMP (IMCO-dg, 400 MT'n): & 8,13 (s, 1H), 8,01 (d, J=7,5 ', 2H), 7,78
(m, 3H), 7,48 (s, 1H), 7,37 (s, 1H), 6,62 (s, 1H), 4,09 (s, 3H), 3,86 (s, 3H).

Coeaunennie 600 mosyyaiau COrIacHO METOAMKE, aHAIOTHUYHOM MeToauke nonydeHus Coequnenus 597, ¢
UCIIOIb30BaHHeM Boc-3ammuineHHoro cinoxHoro 3¢gupa 6opoHoBoi kuciaoTsl BMecto Coenunenus XII1-6.

'H SIMP (IMCO-d, 400 MTI'm): & 12,95 (s, 1H), 8,13 (s, 1H), 7,99 (d, J=8,4 ', 2H), 7,87 (s, 1H), 7,73 (d,
J=8,4 T, 2H), 7,45 (d, J=2,8 I'y, 1H), 7,37 (s, 1H), 6,61 (d, J=2,8 I'i, 1H), 4,08 (s, 3H).

Cons HCI Coemmmenns 600a: 'H SIMP (JIMCO-dg, 400 MTI'ny): & 8,00 (m, 4H), 7,74 (d, J=8,0 T'i, 2H), 7,46
(m, 1H), 7,37 (s, 1H), 6,61 (d, J=2,4 I'u, 1H), 4,08 (s, 3H).

Coenunenrne 599 momywamu mocpenctBoM codetanus mo Cysykm 4-0powm-1-mermi-1H-muppoino[2,3-
c|mupuauH-7(6H)-oHa ¢ (4-xmopheHnT)00poHOBOH KHUCIOTOH, a 3aTeM codetanus mo Cy3yku ¢ CoennHeHHEM
XIII-6 cormacHo MeTOIMKE, aHaToruyHoi onucannoi 1 cuaTe3a Coenunenns XIII-8b u Coequnenus 593.

'H AMP (IMCO-dg, 400 MT'): & 8,10 (s, 1H), 7,78 (s, 1H), 7,57 (m, 2H), 7,50 (m, 2H), 7,44 (d, J=2.8 T,
1H), 7,30 (s, 1H), 6,58 (d, J=2,8 'y, 1H), 4,07 (s, 3H), 3,85 (s, 3H).

Coenunenne 598 mosydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 599, ¢
UCTIOJIb30BaHUEM BocC-3alUIIeHHOTO CI0XKHOTO 3dupa 60poHOBO# KuciaoTh BMecTo XIII-6.

'H SIMP (JIMCO-dg, 400 MT'): & 12,95 (s, 1H), 8,13 (s, 1H), 7,88 (s, 1H), 7,59 (m, 2H), 7,52 (m, 2H),
7,45 (d,J=2,8 I'u, 1H), 7,34 (s, 1H), 6,62 (d, J=2,8 T'u, 1H), 4,10 (s, 3H).

Coms HCI Coenunenns 598a: 'H SIMP (JIMCO-dg, 400 MI'n): & 8,05 (d, J=2 T', 2H), 7,56 (m, 2H), 7,50
(m, 2H), 7,44 (d, J=2,8 I'u, 1H), 7,34 (s, 1H), 6,6 (d, J=2,8 T'y, 1H), 4,07 (s, 3H).

Coeaunennst 601 u 602 monyyanu corinacHO METOIMKE, aHAJIOTUYHON onucaHHOM i cuHTe3a Coennne-
HUS 598, ¢ HCMOMB30BAHUEM COOTBETCTBYIOIIUX apOMATHYCCKHX OOPOHOBBIX KHCIOT. COOTBETCTBYIOIIUE COJIU
HCI Coennnenwnii 601a n 602a Taxoke moiy4anu myreM B3aumojerctsus ¢ Bogd. HCl B anetonurpue.

Coemuuenre 601: "H SIMP (IMCO-d,, 400 MT'): & 12,90 (s, 1H), 8,09 (s, 1H), 7,84 (s, 1H), 7,40 (d,
J=2,4 T'u, 1H), 7,14 (d, J=8,0 I'n, 2H), 6,92 (d, J=2,0 I'n, 1H), 6,85 (d, J=8,0 I'n, 1H), 6,59 (d, J=2,8 ', 1H),
4,07 (m, 5H), 2,02 (s, 3H), 1,34 (t, J=6,8 T'i, 3H).

MC (U2P) m/z (M+H)" 349,0.

Coemunenne 601a: '"H SIMP (IMCO-ds, 400 MI'n): & 8,04 (s, 2H), 7,42 (d, J=2,8 Ty, 1H), 7,15 (d,
J=8,4T'u, 2H), 6,93 (d, J=2,4 I'u, 1H), 6,85 (d, J=8,4 T'm, 1H), 6,61 (d, J=2,8 'y, 1H), 4,09-4,05 (m, 5H), 2,04 (s,
3H), 1,35 (t, J=6,8 I'y, 3H).
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MC (U3P) m/z (M+H)" 348.9.

Coemmuenne 602: 'H SIMP (IMCO-dy, 400 MT'): & 12,94 (s, 1H), 8,13 (s, 1H), 7,89 (s, 1H), 7,62 (d,
J=8,4Tu, 2H), 7,51 (d, J=8,4 ', 2H), 7,45 (d, J=2,4 T'u, 1H), 7,38 (s, 1H), 6,62 (d, J=3,2 T'n, 1H), 4,09 (s, 3H).

Coemmuenne 602a: 'H SIMP (JIMCO-de, 400 MTI'w): & 8,06 (s, 2H), 7,62 (d, J=8,0 T'u, 2H), 7,51 (d,
J=8,0 T'u, 2H), 7,46 (d, J=2,8 I'y, 1H), 7,40 (s, 1H), 6,62 (d, J=2,8 T', 1H), 4,09 (s, 3H).

MC (UDP) m/z (M+H)" 374.9.

Coenunenre 603 monydanw TyTeM CHATHS OCH3WIBHOW 3ammuThl ¢ 1-O0eH3mi-4-6pom-6-(4-
(Tpudropmeroxcu)penwn)- 1 H-muppoio[2,3-cJmupuann-7(6H)-oHa ¢ mogydeHHEM MPOMEKYTOYHOTO COCIAHHE-
HUS, IPEJCTABISIIONIETo cooo 4-6poM-6-(4-(TpudTropmerokcn)penwn)-1H-muppoino[2,3-cJmupuaun-7(6H)-oH ¢
nocneaytonum couetanueM 1Mo Cy3yku ¢ CoequnenrneM XIII-6 ¢ morydeHneM KOHEYHOTO MPOAYKTA.

'H SIMP (IMCO-d, 400 MTI'1): & 12,29 (s, 1H), 8,14 (s, 1H), 7,83 (s, 1H), 7,64 (d, J=8,8 ', 2H), 7,52 (d,
J=8,8 I'u, 2H), 7,43 (m, 1H), 7,38 (s, 1H), 6,66 (m, 1H), 3,86 (s, 3H).

MC (U2P) m/z (M+H)" 375.0.

Coenunenne 604 nomyuyanu nyrem Coueranms nmo Cysyku 4-6pom-6-(4-(tpudropmeroxcn)denn)-1H-
mupposo[2,3-cmupuaun-7(6H)-ona ¢ Coequaennem XII-8b.

'H SIMP (JIMCO-ds, 400 MTI'm): & 12,93 (s, 1H), 12,27 (s, 1H), 8,15 (s, 1H), 7,90 (s, 1H), 7,64 (d,
J=8,4T'u, 2H), 7,52 (d, J=8,4 ', 2H), 7,41 (d, J=8,4 I'n, 2H), 6,67 (d, J=2,4 T, 1H).

Coms HCI Coenmuenns 604a: 'H SIMP (JIMCO-ds, 400 MTI'): & 12,28 (s, 1H), 8,06 (s, 2H), 7,64 (d,
J=8,4T'u, 2H), 7,52 (d, J=8,4 T';, 2H), 7,42 (m, 2H), 6,67 (d, J=2,4 I'u, 1H).

MC (U3P) m/z (M+H)" 361,0.

Coenunenne 609 momyyanu WyTeM THAPOTEHHpPOBaHHMS C wucnons3oBanueM Pd/C  4-6pom-6-(4-
(Tpudropmeroxcu)penrn)- 1 H-muppoio[2,3-cmupuann-7(6H)-ona ¢ ucnonszoBanuem Pd/C B Bume TBepmoro
BEIIIeCTBa OEJIoro IBETA.

'H SIMP (IMCO-dg, 400 MI'n): & 12,15 (s, 1H), 7,59-7,57 (m, 2H), 7,51-7,49 (m, 2H), 7,35 (t, J=2,6 T,
1H), 7,17 (d, J=7,2 T'y, 1H), 6,62 (d, J=7,2 I'u, 1H), 6,37 (d, J=2,0 'y, 1H).

MC (U2P) m/z (M+H)" 295.0.

Coenunenwne 610 momyyanu mytem stunupoBanus Coeauaenns 609 ¢ ucnonpzoBanuem Etl B mpucyTcTBUn
C52CO3 B ﬂM(I)A

'H SIMP (JIMCO-dg, 400 MI'n): & 7,57-7,55 (m, 2H), 7,50-7,48 (m, 2H), 7,44 (d, ]=2,4 T'u, 1H), 7,16 (d,
J=7,2 T, 1H), 6,56 (d, J=7,2 ', 1H), 6,33 (d, J=2,8 ', 1H), 4,46 (q, J=7,2 I', 2H), 1,31 (t, J=7,2 T'n, 3H).

MC (U3P) m/z (M+H)" 322.9.

C HCIoMB30BaHUEM PA3IMIHBIX METOJUK, ONMCAHHEIX B puMepe S5-F, Takxke ObUTH MOTYYCHBI APYTHE CO-
CIAMHCHUSL.

Coemmuenne 605: 'H SIMP (CDCly, 400 MTI'w): 8 10,73 (s, 1H), 7,73 (s, 1H), 7,63 (s, 1H), 7,50 (d,
J=8,4 T'u, 2H), 7,44 (d, J=8,4 I'y, 2H), 7,32 (s, 1H), 7,08 (s, 1H), 6,57 (d, J=2,4 I'y, 1H), 3,98 (s, 3H).

MC (U3P) m/z (M+H)" 324.9.

Coemuuenne 606: 'H SIMP (JIMCO-dg, 400 MI'm): & 12,95 (s, 1H), 12,28 (s, 1H), 8,15 (s, 1H), 7,90 (s,
1H), 7,61-7,54 (m, 4H), 7,43 (s, 1H), 7,37 (s, 1H), 6,68 (d, J=2,0 T'u, 1H).

Coms HCIt: MC (MDP) m/z (M+H) " 310,9.

Coemunenne 607: "H SIMP (IMCO-ds, 400 MT'): & 12,93 (s, 1H), 12,21 (s, 1H), 8,1-7,89 (m, 2H), 7,42-
7,41 (m, 1H), 7,20-7,18 (m, 2H), 6,96-6,86 (m, 2H), 6,68 (d, J=2,4 T'n, 1H), 4,08 (q, J=6,8 'y, 2H), 2,04 (s, 3H),
1,36 (t, J=6,8 I't, 3H).

MC (U2P) m/z (M+H)" 334.9.

Coenuuenne 608: 'H SIMP (IMCO-dg, 400 MI'm): & 12,37 (s, 1H), 8,07-8,02 (m, 4H), 7,78 (d, J=8,8 I'n,
2H), 7,45 (d, J=8,8 T'm, 2H), 6,70 (d, J=2,4 T'm, 1H).

MC (U2P) m/z (M+H)" 301.9.

Coemunenne 611: 'H IMP (IMCO-ds, 400 MTI'): 8 10,97 (s, 1H), 8,01 (s, 1H), 7,71 (s, 1H), 7,41 (s, 1H),
6,98 (s, 1H), 6,50 (d, J=2,8 T'm, 1H), 4,51 (q, J=6,8 ', 2H), 3,85 (s, 3H), 1,33 (t, J=6,8 I's, 3H).

MC (UDP) m/z (M+H)" 242.9.

Coemmuenne 612: 'H SIMP (JIMCO-dg, 400 MI'm): & 12,08 (s, 1H), 11,03 (s, 1H), 8,06 (s, 1H), 7,76 (s,
1H), 7,35 (s, 1H), 7,05 (d, J=5,6 T'y, 1H), 6,58 (d, J=2,8 I'n, 1H), 3,87 (s, 3H).

MC (U3P) m/z M+H]" 215,0.

Coemuuenne 613: 'H SIMP (IMCO-dg, 400 MT'm): & 12,91 (s, 1H), 11,00 (d, J=3,6 T'u, 1H), 8,05 (s, 1H),
7,81 (s, 1H), 7,43 (d, J=2,8 I'u, 1H), 7,03 (d, J=5,2 I'y, 1H), 6,53 (d, J=2,8 ', 1H), 4,54 (q, J=7,2 ', 2H), 1,36
(t, J=7,2 'y, 3H).

MC (U3P) m/z [M+H]" 229,1.

Coemuuenne 616: 'H SIMP (JIMCO-dq, 400 MI'm): & 12,93 (s, 1H), 12,08 (s, 1H), 11,05 (s, 1H), 7,96
(ymmmp. s, 2H), 7,35 (d, J=2,8 I'u, 1H), 7,07 (s, 1H), 6,60 (d, J=2,8 I'y, 1H).

MC (U3P) m/z [M+H]" 201,1.

Coenunennie 647 moyydaiau COrIacHO METOJUKE, AaHATOTMUHOM onucanHoM 1y cuHTe3a Coeaunenus 593,
C UCTIOJh30BaHUEM OCH3MIOpOoMHUAa BMecTO 3Tuiopomuna B peakiuu ¢ CoeaunenneM XII1-4b. ITocne codera-
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Husg 1o Cysyku ¢ Coepnnennem XIII-10 GeH3mn 3aMeHsUIM M30NPOMMIOM TocpencTBoM peakin ¢ KO-t-Bu ¢
nocyeyronield 3aMeHoit nzonponmwtitonunoM. [Iposoannu Bropoe coueranue no Cysyku ¢ 1-mernin-4-(4,4,5,5-
TerpameTni-1,3,2-nnokcaboponan-2-mn)- 1 H-mupazonom ¢ moaydeHneM KOHEYHOTO MPOTYKTa.

'H SIMP (IMCO-dg, 400 MI'n): & 8,13 (s, 1H), 7,81 (s, 1H), 7,72 (d, J=3,2 I'n, 1H), 7,63 (d, J=8,8 ',
2H), 7,52 (d, J=8,8 I'n, 2H), 7,38 (s, 1H), 6,67 (d, J=3,2 I'u, 1H), 5,77-5,70 (m, 1H), 3,88 (s, 3H), 1,44 (d,
J=6,8 T', 6H).

MC (U2P) m/z (M+H)" 417.1.

CoenuHenne 648 MMoJrydany COTIacHO METOUKE, aHATIOTMYHOM onrcanHou s cuaTe3a CoenuHeHus 647,
C WCHOJBb30BaHUEM BocC-3alIMIIEHHOTO CIIOKHOTO 3(¢hHupa OOPOHOBON KHCIOTHI B IOCIEIHEH pPeaKkIHWy coueTa-
HUSL.

'H SIMP (JIMCO-dg, 400 MTI'): & 12,96 (s, 1H), 8,14 (s, 1H), 7,89 (s, 1H), 7,71 (d, J=3,2 T'n, 1H), 7,64 (d,
J=8,8 T'y, 2H), 7,52 (d, J=8,8 'y, 2H), 7,39 (s, 1H), 6,67 (d, J=3,2 I'n, 1H), 5,77-5,71 (m, 1H), 1,44 (d, J=6,8 'Ly,
6H).

MC (U3P) m/z (M+H)" 403,1.

Coenunenns 649 n 650 noxydanu myrem coderanus o Cysyku 4-06pom-6-(4-(tpudropmerokcu)heHnn)-
1H-tupposo[2,3-c]mupuann-7(6H)-0Ha ¢ MUKIONPOMMIOOPOHOBOI KHUCIOTOH C TOCIEIYIOUINM BTOPBIM COYE-
taHueM 1o Cy3yKH ¢ COOTBETCTBYIOIIMMU CIIOKHBIMU 3(hUpaMu OOPOHOBBIX KHCIIOT.

Coenuuenne 649: 'H SIMP (IMCO-dg, 400 MI'n): & 8,12 (s, 1H), 7,81 (s, 1H), 7,64 (d, J=8,8 T'u, 2H),
7,53 (d, J=8,8 T'm, 2H), 7,46 (d, J=2,8 I'y, 1H), 7,38 (s, 1H), 6,57 (d, J=2,8 I't, 1H), 4,20-4,15 (m, 1H), 3,86 (s,
3H), 1,07-0,96 (m, 4H).

MC (U2P) m/z (M+H)" 415.0.

Coenunenne 650: 'H SIMP (IMCO-dg, 400 MI'): & 12,95 (ymmp. s, 1H), 8,13 (s, 1H), 7,88 (s, 1H), 7,64
(d, J=8,8 I', 2H), 7,52 (d, J=8,8 I's, 2H), 7,38 (d, J=3,6 I'y, 1H), 7,40 (s, 1H), 6,58 (d, J=3,6 I'y, 1H), 4,19-4,14
(m, 1H), 1,03-0,97 (m, 4H).

MC (U2P) m/z (M+H)" 401,1.

Coenunennst 651 1 654 momydanm myteM B3aumonencTBus 4-0poM-6-(4-(Tpudropmerokcn)dpenwn)-1H-
nuppono[2,3-clnupuaun-7(6H)-ona ¢ 1-x1op-2-metokcudtanoM B mpucyrcreuu Cs,CO; B JIM®DA ¢ mocie-
JYIOIMM codeTanueM 1Mo Cy3yKH ¢ COOTBETCTBYIOIIUMHE CIOKHBIMH d(HpamMu OOPOHOBBIX KUCIIOT.

Coemuuenne 651: 'H SIMP (JIMCO-dg, 400 MT'n): & 8,13 (s, 1H), 7,82 (s, 1H), 7,64 (d, J=8,8 T'u, 2H),
7,53 (d, J=8,8 I';, 2H), 7,50 (d, J=3,2 ', 1H), 7,39 (s, 1H), 6,61 (d, J=3,2 I'u, 1H), 4,66 (t, J=5,6 'y, 2H), 3,88
(s, 3H), 3,66 (t, J=5,6 'y, 2H), 3,23 (s, 3H).

MC (U3P) m/z (M+H)" 433,1.

Coemuuenne 654: 'H AMP (JIMCO-ds, 300 MTI'm): & 12,96 (yump. s, 1H), 8,03 (ymmp. s, 2H), 7,63 (d,
J=9,0 I'ny, 2H), 7,51 (d, J=3,0 I'n, 1H), 7,49 (d, J=9,0 I'u, 2H), 7,41 (s, 1H), 6,61 (d, J=3,0 I'u, 1H), 4,66 (t,
J=5,4Tu, 2H), 3,65 (t, J=5,4 Ty, 2H), 3,23 (s, 3H).

MC (U2P) m/z (M+H)" 419.1.

CoenuHennst 652 1 653 monydanm myteM B3aumonercTBus 4-0poM-6-(4-(Tpudropmerokcn)dpenwn)-1H-
nuppoiio[2,3-cmupuann-7(6H)-ona ¢ 1-6pom-2-dpropatanom B mpucyrctBun Cs,CO; B JIMDPA ¢ mocnemyro-
mmM codetanreM 1o Cy3yKH ¢ COOTBETCTBYIOIIMMU CJIOKHBIMU 3(hrpaMu OOPOHOBBIX KHCIIOT.

Coenuuenne 652: 'H SIMP (JIMCO-d,, 400 MTI'n): & 12,96 (yumup. s, 1H), 8,03 (ymmp. s, 2H), 7,64 (d,
J=8,4T'u, 2H), 7,53 (d, J=2,8 I'u, 1H), 7,52 (d, J=8,8 T'm, 2H), 7,44 (s, 1H), 6,66 (d, J=2,8 I'i, 1H), 4,85-4,75 (m,
3H), 4,69 (m, 1H).

MC (U93P) m/z (M+H)" 407,1.

Coemuuenne 653: 'H SIMP (JIMCO-dg, 400 MT'n): & 8,14 (s, 1H), 7,83 (s, 1H), 7,64 (d, J=8,8 T'u, 2H),
7,53 (d, J=2,8 T', 1H), 7,52 (d, J=8,8 ', 2H), 7,42 (s, 1H), 6,65 (d, J=2,8 ', 1H), 4,84-4,77 (m, 3H), 4,69 (m,
1H), 3,87 (s, 3H).

MC (U3P) m/z (M+H)" 421,1.

Coeaunenue 655 moyydanu COrIacHO METOJUKE, aHATOTMYHOM onucanHoM 1y cuHTe3a Coeaunenus 593,
B KOTOpO# 1-(mudTopmerokcu)-4-iionden3on ucmnons3oBanu BMecto XI1I-10, a B kauecTBe KaTalIu3aTOPOB Peak-
ruu ucnons3zoBamu Cul, Cs,COs u 8-ruapokcuxuronuH B JIMCO/nnokcane. PeakiimoHHyo cMech MpoyBaiin
N, u nepememmBanu npu 110°C B Teuenne Houn. Ha mocrenneit craaum peakuu coderanus Pd-118 u K;PO,
ncnons3oBaiau BMecto Pd(dppf)Cl, u K,COs.

'H SIMP (JIMCO-dg, 400 MI'n): & 8,10 (s, 1H), 7,79 (s, 1H), 7,54-7,51 (m, 3H), 7,32-7,14 (m, 4H), 6,59
(d, J=2,8 T'm, 1H), 4,51 (q,J=7,2 ', 2H), 3,85 (s, 3H), 1,33 (t, J=7,2 T'y, 3H).

Coenunenne 691 mosrydanu corimacHO METOIUKE, aHAJIOTMYHOM onrcanHou 1y cuaTe3a CoeauHeHus 593,
C Hcroyib3oBaHueM  4-0poMm-1-(2-3TokcnaTin)-6-(4-(TpudTropmerokrcu)Penrn)- 1 H-muppoino[2,3-cmupuann-
7(6H)-ona Bmecto Coemunenus XIII-8b.

'H SIMP (CDCls, 400 MT'): & 7,83 (ymmp. s., 2H), 7,51 (d, J=8,5 ', 2H), 7,36 (d, J=8,5 I';, 2H), 7,29 (d,
J=2,5 I'n, 1H), 7,08 (s, 1H), 6,47 (d, J=2,3 I'u, 1H), 4,76 (t, J=4,9 T'u, 2H), 3,81 (t, J=4,9 T'n, 2H), 3,45 (q,
J=6,9 'y, 2H), 1,15 (t, J=6,9 I'y, 3H).

MC (U2P) m/z (M+H)" 433,1.
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Coeaunennie 692 moyydanu COracHO METOJUKE, aHATOTMUHOM onucanHoM 1y cuHTe3a Coeaunenus 593,
c UCTIOJIb30BaHHEM 4-6pom-1-(2-u3onponokcuatii)-6-(4-(tpudropmerorcn)penmn)- 1 H-nupposo[2,3-
c]mupuauna-7(6H)-ona BMecto Coenunenns XIII-8b.

'H SIMP (CDCls, 400 MTI'): & 7,85 (yump.s., 2H), 7,52 (d, J=8,4 ', 2H), 7,36 (d, J=8,4 'y, 2H), 7,31 (d,
J=2,4 T, 1H), 7,08 (s, 1H), 6,46 (d, J=2,4 'y, 1H), 4,74 (t, J=4,8 'y, 2H), 3,79 (t, J=4,8 'y, 2H), 3,52-3,45 (m,
1H), 1,09 (d, J=6,0 ', 6H).

Coenunenre 693 monydanu myteM codetanus no Cysykum 4-0pom-6-(4-(tpudropmMerorcH)denrn)-2,3-
muruapo- 1 H-mupposo[2,3-cjnupuann-7(6H)-ona ¢ 1-metmin-4-(4,4,5,5-retpamernn-1,3,2-muokcaboponan-2-
nn)-1H-upazonom, katammsupyemoro mocpenctsom Pd-118/K;PO, B cmecn amoxcan/H,O, ¢ mocnemyromeit
peaxmmeii ¢ aleTHIXIOPHUIOM C MOJTydeHHEM KOHEYHOTO MPOTyKTa.

'H SIMP (CDCls, 400 MI'n): & 7,53 (s, 1H), 7,49-7,45 (m, 2H), 7,42 (s, 1H), 7,40-7,34 (m, 2H), 7,28 (s,
1H), 428(t J=8,2 T'u, 2H), 3,95 (s, 3H), 304(t J=8,2 T'u, 2H), 2,36 (s, 3H)

BOCQO N‘BOC Hy Pd/C N‘BOC HCI—MeOﬂ
DMAP OXM MeOH 70°C

XllI-12
\

B(OH)z N,N \
N~
N\ N Boc

) |
IN \
N NH Boc,0, DMAP - OCFa N" o
N N 2 N~Boc XII-10

| A NaHCOsMeOH/HZO 4(OAC)y, PY, PyN,O

N H

OXM, Oz
Xi-13

XIII 14 OCF3
CoeaunHeHue 690

Coengunenne XIII-7 (2,5 r, 11 mmomns) pactBopsiim B JIXM (20 mi), 3arem mob6asismu DMAP (98 wr,
0,66 mmois) 1 Boc,O (2,87 1, 13 mMmois). [Tomyuennyro cMech nepememmmBany mpu 25°C B Teuenue 1 9, 3aTem
pacTBOpUTENH YAAIIN oA BakyyMoM ¢ noxydaenueMm Coennuenns XIII-11 (3,3 1, Beixon: 91,6%).

Coenunenne XIII-11 (4 T, 12,2 Mmmonb) pactBopsiii B MeOH (40 M), 3atrem mobasnsiau Pd/C (400 wmr,
10%). ITomydeHHYI0 CMECh TPWK/IBI MPOLYBAIH a30TOM | 3aTeM nepemenmBany npu 70°C B teuenne 40 u. [la-
Jiee pacTBOPUTENb YIAJSIU oA BakyymMoM ¢ noiydyeHueM Coemunenust XIII-12 (3,1 r, Beixon: 77%) B Buze
TBEPAOTO BellecTBa OEJIOro IIBETa.

Coenqunenne XIII-12 (3,3 r, 10,3 mmoins) pactBopsiin B HCI-MeOH (4 M, 30 mi). [Tonydennyto cmech
nepememuBanu npu 70°C B Teuenue 2 4. Jlanee pacTBOPHUTENb yAAJAIN IOJ BakyyMoM ¢ nonyueHueM Coenu-
nHenns XI11-13 (2,1 r, Beixoa: 97%) B BHIIE TBEPAOTO BelecTBa OEIOTo IBETA.

Coequnenne XIII-13 (1,5 1, 6,9 MMonb) pactBopsutn B Hac. BoxH. NaHCO; (20 mm) m MeOH/H,O
(06./06. = 1/1, 20 mm), 3aTem aobasmsuin DMAP (102 wmr, 0,69 mmoins) 1 Boc,O (2,27 1, 1,0 Mmoub). [Toyaen-
HYyI0 cMech niepeMeruBaiid ipu 25°C B Tedenune 48 4. Jlanmee MONMy4eHHYIO0 CMECh MOABEPTalld dKCTPAKIIUN TI0-
cpenctBoM DA, 00beIMHEHHYIO OpraHuYecKyto ¢aszy cymmiu Haj 6e3BoaHbM Na,SO,4, GUiIbTpoBaIH, KOHIICH-
TPHUPOBAJIH IT0]T BAKYYMOM C ITOTyYE€HHEM TBEPIOTO BEIIECTBA KEJITOBATOTO I[BeTa. [0y deHHBIH HEOUNIIICHHBIH
npoaykT ounmanu ¢ noixyderuem Coenmnenns XIII-14 (380 wmr, 16,8%) B Bume TBepmoro BemecTBa OeI0ro
I[BETA.

Coenunenne XIII-14 nonsepranu B3aumozeiicteuio ¢ Coenunenuem XIII-10 cormacHo crangapTHOM Me-
TOJIUKE, OMUCAHHOW B HACTOSAIIEM JOKyMeHTe, ¢ monmydeHrueM Coenuaenus 690 (230 mr, 41,7%) B BuIe TBEpIO-
TO BellecTBa OeJoro 1BeTa.

'H SIMP (CDCls, 400 MT'nn): & 7,51 (s, 1H), 7,44 (d, J=8,5 ', 2H), 7,39 (s, 1H), 7,32 (d, J=8,5 ', 2H),
7,20 (s, 1H), 4,11 (t, J=8,3 T', 2H), 3,93 (s, 3H), 3,05 (t, J=8,3 I';, 2H), 1,52 (s, 9H).

MC (U3P) m/z (M+H)" 477.2.

Xli-7 Xl-11
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IIpumep 5-G. Cuntes Coegunennii 50-53 (cxema XIV)
OH

cl OH OH
NO, POCI NO. NaOAc NO. N
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O o
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—_— —_—>
EtOH 2) Mel
OCF; OCF,
XIvV-15

XIV-16

Coengunenne XIV-1 (10 1, 64,1 mmons) mob6asnsimm B POCI; (20 mit), MONMy4eHHYIO PEaKIMOHHYIO CMECh
HArpeBaii ¢ OOPaTHBIM XOJOMIFHIKOM B TeueHUe 2 4. CMech OXJIaXIAIH J0 K.T. M MPIIUBAIN K HACHIIICHHO-
My BojxHOMY pactBopy Na,COj;, moydeHHyI0 CMech MOBEprayy sKkcrpakiuu nocpenacrtsoM EtOAc. O0bvenn-
HCHHYIO OpraHmveckyro (azy cymmnu Hag Na,SO, ¥ KOHIEHTPUPOBAIU MPH MOHIKCHHOM AaBicHuu. [lomy-
YEeHHBIH OCTATOK OYHINAIN MOCPEACTBOM KoJoHOYHOH xpomatorpaduu (I13:3A = 10:1) ¢ nonyuennem Coenu-
Henns XIV-2 B BUje TBepIOTO BelecTBa OyieaHo-xkenrtoro neera (10 r, Bexom: 83%).

'H SIMP (CDCls, 300 MI'n): & 8,45 (d, J=5,4 T', 1H), 7,48 (d, J=5,4 'y, 1H).

K pactBopy Coemmuenus XIV-2 (10 1, 52,1 mmone) B IM®PA (60 mm) nobaemsmm NaOAc (10,3 T,
125 MMOmB), TIONy4EHHYIO peakMOHHYI0 cMech nepemMernuBaiu npu 120°C B Tedenue 3 4. CMech OXJTaxaann
0 K.T. ¥ TIPWIMBAIHA K BOJAE, IOABEPTaNd 3KcTpakuuu mocpeactBoM EtOAc. OO0beANHEHHYI0 OpPTraHHYECKYIO
(hazy IpOMEBIBAITM COJIEBBIM PACTBOPOM U KOHIIEHTPUPOBAIIHU I0]T BAKYYMOM C MOJTy4YeHHEM HEOUHIIEHHOTO TIPO-
nykTa. [ToydeHHBIH OCTaTOK OYHIIATU TMTOCPEICTBOM KOJIOHOYHOM xpomatorpaduu (ITD:DA = 1:1) ¢ momyde-
aueM Coennnenust XIV-3 B Buze TBepAOTo BemiecTBa OiemHo-kentoro 1seta (5,4 T, Berxoa: 60%).

'H SIMP (CD;0D, 300 MI'u): & 8,14 (d, J=6,0 ', 1H), 6,98 (d, J=6,0 I'ny, 1H).

K pactBopy Coemmnenmst XIV-3 (5,4 1, 31,03 mmons) B JIM®PA (30 mur) mobasmsiim NaOMe (8,4 1,
155,17 MMoITB), TOMTYYCHHYIO PeaKIMOHHYI0 cMech mepemernuBany mpu 80°C B Teuenue 10 4. CMmech oximaxaa-
JIM JI0 K.T., IPYJIMBAIH K BOJIC U MOJBEPraiii 3KcTpakiuu nocpeactsoM EtOAc. O0beIMHEHHYIO0 OpTaHHYCCKYIO
(hazy IpOMEBIBAITU COJEBBIM PACTBOPOM U KOHIICHTPUPOBAIU IMOJT BAKYYMOM C MOyYCHHEM HEOUYHIICHHOTO TIPO-
nykra. IlomydeHHBIH OCTATOK OYMINANN TTOCPEICTBOM KOJOHOYHOH Xpomarorpaduu (I19:5A = 1:1) ¢ momyde-
aueM Coenunenns XI1V-4 B Bujie TBEpIOTo BEIIECTBA OJICTHO-KENTOro IBeTa (4,5 T, BBIxoa: 85%).

'H SIMP (CDCls, 300 MI'ny): & 11,48 (ymmp. s, 1H), 8,10 (d, J=5,7 ', 1H), 6,71 (d, J=5,7 ', 1H), 4,11 (s,
3H).

K cycnensun Coemunenust XIV-4 (4,5 r, 26,47 mmonb) B Boze (30 M) o karuism nobasmsuim Br, (5,3 T,
33,35 MMOJTB) TIPH K.T., MMOJTYYCHHYIO PEaKIIMOHHYIO CMECh TiepeMeIuBaii B TedeHue 30 MUH, a 3aTeM HarpeBa-
mu ipu 50°C B Tedenue 1 4. [Tocne oxnaxaeHus 10 K.T. TOJyYEHHYIO CMeCh (PHITbTPOBAIHN, IIPOMBIBAIIN BOJIOU H
CYIIWJIM TI0JT BaKyyMoM ¢ nioimydenueM Coenuaenns XIV-5 B BHIIe TBEPAOTO BEIIECTBA OJIEIHO-KENTOTO IIBETA.
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(3,0 T, BEIXO: 46%).

'"H SIMP (CDCls, 400 MI'ny): & 8,29 (s, 1H), 4,08 (s, 3H).

B kon0y BHOcmim Coemunenne XIV-5 (2,49 r, 10 mmonsb, 1 3kB.), XIV-6 (1,25 1, 12 mmous, 1,2 3kB.),
PPh; (3,14 1, 12 mmous, 1,2 5kB.) 1 30 Mt Ge3Bognoro TI'®, Tprkabl MpoBOAWIN MPOAYBKY a30ToM. B momy-
YeHHYI0 cMech 10 KaruisiM qobasnsutn DIAD (2,42 1, 12 mmons, 1,2 2xB.) npu 0°C. ITocne 3TOT0 MONMyIeHHYIO
CMeCh HarpeBaju JI0 K.T. ¥ TiepeMemnBaiy B Teuenue emie 16 4. Ananu3 nmocpenctsom TCX (IT19:2A = 5:1) mo-
Ka3ajl, 9TO peakIus 3aBepIImiack. [loaydeHHy0 cMech pa30aBisuid BOJOH, OABEPTali AKCTPAKIINH TOCPEICT-
BoM EtOAc (3x100 mir). OObeAMHEHHBIH OpraHNYeCKUi CIIOW MPOMBIBAIM COJIEBBIM PACTBOPOM, CYIIMIIM HAJ
Na,SOy4, puneTpoBaIN M KOHIICHTPUPOBAIH € MOTyYSHHEM Maciia Jkenroro nseta. [IpoBoamimm o4ucTKy mocpen-
CTBOM KOJIOHOYHOH XpoMmaTorpacduu ¢ noryaenneMm Coenunerns XIV-7 (3 T, Beixon: 8§9%).

'H SIMP (CDCl;, 300 MI'n): & 8,33 (s, 1H), 4,82 (s, 2H), 4,27 (q, J=7,2 ', 2H), 4,02 (s, 3H), 1,30 (t,
J=7,2 Ty, 3H).

B xon0y BHOCHm Coenuuenue XIV-7 (3 1, 8,96 Mmoub, 1 3kB.), mopormok Fe (2 1, 35,82 Mmoib, 4 9kB.) U
40 ma AcOH. I[onyuennyto cmech HarpeBaiu npu 80°C B Teuenue 3 4. Ananuz nocpeactsoM TCX (I19:DA =
3:1) mokasai, 4To peaknus 3aBepiimiack. [1oMydeHHYI0 CMech OXJTaXaain a0 K.T., foBoawin pH no 7-8 Hackl-
meHnHsM BoaH. K;PO,, mpoBommnu skctpakiuio mocpenctBoM EtOA (3x100 mur). OObequHEHHBIN OpraHnde-
CKHUH CJIOHM MPOMBIBAIH COJIEBBIM PAacTBOPOM, cymruinu Haa Na,SO,, GUIbTpoBaIU U KOHICHTPUPOBAIH C MOJY-
YCHHEM Maclia KeNaToro IBeTa. [IpoBOMIN OYUCTKY MOCPEACTBOM KOJIOHOYHON XpoMaTorpaduu ¢ MOITydCHUCM
Coenmunenns XIV-8 (1,5 T, Beixoa: 65%).

MC (U3P) m/z (M+H)" 260.,8.

K pactBopy Coenmuenus XIV-8 (1 1, 3,86 mmois, 1 3kB.) B 15 M IM®A nobasmssmu NaH (60%, 185 wr,
4,63 mmonb, 1,2 3kB.) pu 0°C. [Tomydernyto cmech nepememmuBany npu 0°C B Teuenne 30 muH. [locie aToro
nobasnsm BnBr (792 wr, 4,63 MmMounb, 1,2 5kB.). [TonydeHHYIO0 cMech TIepeMenIuBaId B TeUeHHe 16 9 mpH K.T.
Amnanu3 mocpeactsoM TCX (ITD:5A = 3:1) mokasai, 4To peaknus 3aBepiniach. [lonydeHHyo cMech pa30aBiis-
JM BOJOH, MOABEprayiv SKcTpakuuu rnocpenactsoM EtOA (3x80 mur). OObetMHEHHBIH OpraHUYecKUi CIION Ipo-
MBIBAJIM COJIEBBIM PacTBOPOM, cymriui Hax Na,SO,4, QIiIbTpoBadl M KOHIEHTPHPOBAIH C IOJydCHHEM Macia
JKeNnToro 1BeTa. [IpoBOAMIM OYUCTKY MOCPEICTBOM KOJIOHOYHOM XxpomaTorpaduu ¢ moxydenuem XIV-9 (1,2 r,
BBIXOJT: 89%).

MC (M2P) m/z (M+H)" 350,9.

K pactBopy Coemunenus XIV-9 (50 mr, 0,14 mmomns, 1 9kB.) B 6 ma EtOH mobasmsiiim 1 Mo BogH. HBr
(40%). Iomyuennyro cmeck HarpeBanu mpu 100°C B Teyenne 1 4. Anamus mocpenctsoM TCX (DA) moxkasai,
YTO peakiys 3aBepurmiach. [loMydeHHYI0 cMech OXJTaXAaIH A0 K.T., JoBOauId pH 10 7-8 HACHIIIEHHBIM BOJIH.
NaHCO;, mpoBoamimu 3xcTpakiuio mocpeactBoM EtOA (3x50 mur). O0bequHEHHBI OpTaHUYECKHUH CIION TIpo-
MBIBAJIH COJICBBIM PacTBOpOM, cyrmin Hax Na,SOy, GuabTpoBaiu U KOHICHTPUPOBAIK ¢ momydeHuneM Coeu-
Herna XIV-10 (45 mr, Beixon: 95%).

'H SIMP (CDCls, 400 MI'n): & 12,49 (ymmp. s, 1H), 7,26-7,22 (m, 6H), 5,64 (s, 2H), 4,73 (s, 2H).

IMonyuenne Coenunennss XIV-12 mpoBoawim COrTacHO OOIIEH METOAMKe, OmMcaHHOW s cuHTe3a Co-
eauHeHs X-0.

Coenunenrie 50 MOTydaJid COTJIACHO METOJMKE, aHAIOTHYHOW MeTonuke nonydeHuss CoenuHenust 40, c
ucrnonb3oBanueM 1-metun-4-(4,4,5,5-terpamerni-1,3,2-nquokcaboponan-2-wn)-1 H-mupazona BmMecro Coenune-
Hus X-7.

'H SIMP (CDCl;, 300 MI'n): & 7,56 (s, 1H), 7,51 (s, 1H), 7,30-7,17 (m, 11H), 5,58 (s, 2H), 4,65 (s, 2H),
3,86 (s, 3H).

MC (U3P) m/z [M+H]" 496.9.

Coeaunenure 51 mosryyaan corjlacCHO METOJIMKE, aHAIOTMYHOM MeTouke nosydenus Coeaunenus 40.

'H SIMP (CDCls, 300 MI'n): & 7,29-7,19 (m, 11H), 7,05-7,02 (m, 3H), 5,59 (s, 2H), 4,60 (s, 2H).

MC (U3P) m/z [M+H]" 511,2.

Coenunenne 52: B xon0y BHocwmn Coemunenue 51 (340 mr, 0,67 mmodns), Pd/C (34 mr, 10% monb) u
10 mut EtOH. INonyuennyio cMech nepemeniBainy B reueHne 30 4 B atmocdepe Bomopozaa (nmpumepro 345 klla
(50 psi)). Aranus nocpeactom TCX (IT9:DA = 1:1) nokazai, uro peakuus 3aBepiumiack. [loayueHHyro cMmech
¢unpTpoBany; GUIBTPAT KOHIEHTPUPOBAIN C TIOJyYEHHEM TBEPIOTO BEIIECTBa JKenToro IBeta. IIpoBommmm
ounctky nocpenctsoMm npern. TCX ¢ nonyaenuem Coennaerns 52 (190 mr, Bexon: 68%).

'H SIMP (CDCls, 400 MI'w): & 8,07 (s, 1H), 7,49 (d, J=8,8 ', 2H), 7,40-7,38 (m, 4H), 7,12-7,10 (m, 3H),
4,74 (s, 2H).

MC (UDP) m/z [M+H]" 421,2.

Coenunenne 53: K pacrsopy Coemunennst 52 (100 mr, 0,24 mMmoub, 1 9kB.) B 5 mit JIM®A nobasisu
NaH (14 wmr, 0,54 mmons, 1,5 skB.) pu 0°C. Tlonydennyto cmech nepemermmBany npu 0°C B TedeHune 30 MUH.
ITocne aToro B komdy nobasmsun Mel (50,7 mr, 0,54 mMons, 1,5 9kB.). [ToydeHHYI0 CMeCh TepeMeNInBaIl B
Teuenne 16 4 npu k.T. AHanm3 nocpeacteoM TCX (IT9:DA = 1:1) mokasan, 4To peakuus 3aBepmmiach. [lomy-
YEeHHYI0 CMeCh pa30aBIsiIM BOJOH, moaBepranu dkctpakmuu nocpeactBom EtOAc (3x50 mi). OObeTMHEHHBIH
OPTaHUYECKHUH CIIOW MPOMBIBAJIH COJICBBIM PacTBOPOM, cynriid Haj Na,SO,, GUiIbTpoBaiy U KOHIICHTPUPOBAIA
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C MOJTyYCHHEM Macia KelIToro 1seta. [IpoBogunu oductky nocpeactsom npern. TCX ¢ monyuenuem Coenune-
Hus 53 (55,5 mr, Bexox: 54%).

'H SIMP (CDCls, 300 MI'w): & 7,51-7,48 (m, 2H), 7,42-7,37 (m, 4H), 7,22 (s, 1H), 7,16-7,13 (m, 2H), 4,63
(s, 2H), 3,61 (s, 3H).

N \
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Br. NH — = Bn N
N XY” “PMB
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K pactBopy Coemunenuns XIV-8 (200 mr, 0,77 mmons, 1 3xB.) B 10 mut IM®A nobasmsuin NaH (60%-Has
JUCTIEpCHsT B MUHEpAIILHOM Macie, 60 mr, 1,16 mmoib, 1,5 3kB.) npu 0°C. [TorydeHHYI0 cCMeCh TIepeMeTHBaIH
mpu 0°C B Teuenue 30 muH. [Tocne atoro B kondy modasnsimn PMBC (181 mr, 1,16 mmonb, 1,5 9kB.). [Tonyden-
HYIO CMECh MepeMeluBaii B Teuenne eme 16 1 mpu k.T. AHanu3 nocpeactsoM TCX (ITD/2A = 3/1) mokazadn,
YTO peakIys 3aBepimuiach. [lonydeHHy0 cMech pa30aBisum Bogoi (20 M), oABEpPTaiu SKCTPAKIMU TTOCPE-
ctBoM EtOA (3x30 mur). OObenMHEHHBIH OPraHUYECKUI CIIOH MPOMBIBAIM COJIEBBIM PACTBOPOM, CYIITWIIA HAT
Na,SOy4, puneTpoBaIN ¥ KOHIICHTPHPOBAIH € MOTyYSHHEM Maciia skenroro nseta. [IpoBoamimm o4ucTKy mocpen-
crBoM nipen. TCX (II3/3A = 3/1) ¢ nonyuenunem Coenunenus XI1V-9a (245 mr, Berxon: 85%).

MC (U2P) m/z (M+H)" 379,0.

Coenunenue XIV-12a nomydanu coriaacHo cxeMe, PeICTaBICHHON BHIILIE.

MC (U3P) m/z (M+H)" 526.9.

[Monyuennyro cmecy Coenunenust XIV-12a (100 mr, 0,19 mmons) u 5 Mt TOY Harpesanu npu 80°C B Te-
genue 6 4. AHanu3 nmocpenctsoM TCX (DA) mokasan, 4To peakius 3aBepiimiachk. [1omydeHHy0 CMeCh OXJIax-
JIAJTHA 110 K.T., OOJBIIYIO yacTh TAY ymapuBaiu, MOJTYyICHHBIH 0CTaATOK HEUTPATN30BbIBAIM HACHIIIICHHBIM BOJIH.
NaHCO;, noasepranu skcrpakuuu nocpeactsoM EtOAc (3x50 mur). OObeIMHEHHBIH OpraHUYecKHid CIIOH po-
MBIBAJIM COJIEBBIM PAacTBOPOM, cynriiu Hax Na,SOy, GpuapTpoBany, KOHIECHTPHPOBAIH C MOIYICHUEM TBEPIOTO
BelIecTBa JkenToro nsera. [IpoBoawny ounctky nocpeactsoM mper. TCX (DA) ¢ momyuennem CoenuHenus 393
(72,3 mr, BeIxOI: 93%)).

'H SIMP (CDCls, 400 MI'): & 8,06 (yuup. s, 1H), 7,67 (s, 1H), 7,63 (s, 1H), 7,48-7,45 (m, 2H), 7,38-7,35
(m, 2H), 7,22 (s, 1H), 4,81 (s, 2H), 3,95 (s, 3H).

MC (U2P) m/z (M+H)" 406.9.

Coenunenue 396 momydyanu COrJIacCHO METOJUKE, aHANOTHYHOM MeToauke nonydeHus Coeaunenus XIV-
12a, ¢ ucnonb3oBanueM MeTuioauaa sMecto PMBC.

'H SIMP (CDCls, 400 MT'): & 7,64-7,61 (m, 2H), 7,47-7,45 (m, 2H), 7,39-7,37 (m, 2H), 7,31 (s, 1H), 4,67
(s, 2H), 3,95 (s, 3H), 3,58 (s, 3H).

MC (U2P) m/z [M+H]" 420,9.

B(OH)Z

\L)\/[ NO, KOHu HCl
Na2003 Pd(dppf)CIz ACoH

XIV-3 X'V"“’ XIV-5b

B(OH)2

F
_NasS:0, NH> HCI CHgC(OEt)g ooF3
BOJH. NaOH 06p XOn. XIv-11

Cu(OAc),, Py, PyNO,
XIV-7b MC 4A, OXM, Oz
XIV-8b

OCF3
CoenuHenue 568

Coenunenne XIV-5b nomydanu u3 Coequnennst XIV-3 B aBe cTaguu 1myTeM OpOMHUPOBaHHS M COUCTAHHS
o Cysyku ¢ (4-¢hropdheHnn)0opoHOBON KUCIOTOW C HCIOJIB30BaHWEM CTAaHIAPTHOW METOIUKH, OMMUCAHHOW B
HACTOSIIEM JOKyMEHTE.
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PactBop Coenunenus XIV-5b (1,5 1, 5,6 mmons) B koH. HCI/AcOH (14 mi, 06./06. = 1/1) HarpeBanu ¢
00paTHBIM XOJIOAMIBHUKOM B TedeHHe HOuH. [locie oxmakeHus 10 K.T. MOJIYYEHHYI0 CMeCh KOHIICHTPUPOBAIH
TP TIOHMKEHHOM JaBiieHuH ¢ nosryaeHneM CoenuHenus XIV-6b 6e3 nomosautenpHol ounctku (1,1 T, BRIXOM:
78%).

Coenunenne XIV-6b (1,1 T, 4,4 Mmmonb) mobapnsim B BogH. NaOH (15 mn, 1 M). Jlanee moGaBisiin
Na,S,0,4 (1,5 1, 8,8 MMoib). [TonydeHHYIO CMeCh TIepeMelBaIn Py K.T. B TeMHOTe B TedeHnue 1 4. [Tocie 3a-
BepureHus peakiuu o AaHapM TCX (IT3/2A =1:2) monydeHHyto cMech moakucisui 10 pH 5-6, 3aTtem moasep-
TaJIA SKCTpakmuu mocpenctBoM DA. TlomydeHHBIH OpraHUYecKHil CJIOH MPOMBIBAIH COJIEBBIM PAaCcTBOPOM, CY-
iy Hag Na,SO,4, KOHIEHTPUPOBAIH 110]] BakyyMoM ¢ noiryuerneMm Coenunaennst XIV-7b 6e3 nonoaHuTenbHOMU
ounctku (0,8 T, BeIxo1: 83%).

Cwmech Coenunenus XIV-7b (0,8 r, 3,6 mmons) B CH;C(OEt); (10 mir) HarpeBanu ¢ 0OpaTHBIM XOJIOINIIb-
HHUKOM B TeueHHe Houu. [locie oxyiakaeHust 10 K.T. HOJyYEHHYI0 CMECh (DMIIBTPOBAIIM, U OCTaTOK Ha (QUILTpE
npombiBai DA/I13 (1:1) ¢ monyuenunem neounmenHoro Coenunenus XI1V-8b (340 mr, Bexon: 39%).

Coenunenne 568 momydanu mocpenctBoM coderanus o Cysyku Coemunenust XIV-8b ¢ CoeanneHnem
XIV-11 ¢ ucrosib30BaHUEM CTaHAAPTHONW METOUKH, OTIMCAHHOW B HACTOSIIIIEM JOKYMEHTE.

'H SIMP (metanon-ds, 300 MI'): § 7,78 (s, 1H), 7,72-7,67 (m, 2H), 7,55-7,51 (m, 2H), 7,41 (d, J=8.,4 T,
2H), 7,16-7,10 (m, 2H), 2,59 (s, 3H).

IIpumep 5-H. Cunre3 Coequnennii 54-59 (cxema XV)
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K pactBopy Coemmnenus XV-1 (15 1, 96,2 mmoms) B AcOH (120 mi) mobammsum Br, (16,7 T,
105,8 mmous). IMocne mobaBneHnst MONYyYEHHYIO PEaKIMOHHYIO cMech nepemermBainy rnpu 70°C B TeueHue
30 muH. Jlanee MOy4eHHYIO PEaKIMOHHYIO CMECh NPHUINBAIN K JIEASTHON BOJE, MOTyYEHHBIH 0CaoK COOMpaiu
myTeM (UIBTPOBAHUS, IPOMBIBAIN BOAOW M CYIIMIN NPH HOHWXEHHOM JAaBICHUU C noixydeHrneM CoenuHEeHUs
XV-2 B BUIIE TBEPAOTO BemecTBa xenToro nsera (14 r, Beixon: 60%).

'H AMP (IMCO-dg, 400 MT'w): & 7,85 (s, 1H).

Coenunenne XV-2 (2 1, 8,5 mmons) mo6asismu B POCL,OPh (10 M) 1 3aTeM TOTydeHHYIO PEaKITHOHHYIO
CMECh HarpeBaii ¢ 0OPaTHBIM XOIOAWIFHUKOM B TedeHHue 2 4. CMech OXJIaXIAIH 0 K.T. U HEWTPaIn30BbIBAIH
HachIeHHBIM BOJH. Na,COs, OMydeHHYI0 CMeCh MoJBepraiv 3KkcTpakmuu mocpeactBoM EtOAc. O0bennHeH-
HYIO OpraHndeckyo ¢a3y cymmnu Hajg Na,SO, 1 KOHIEHTPUPOBAIH IIPH HOHMKEHHOM JIaBiieHUH. [lomydeHHbIH
OCTaTOK OYMIIAIHM IMOCPEACTBOM KOJOHOUHOH xpomatorpaduu (II19:0A = 10:1) ¢ nonyuennem CoenuHeHHS
XV-3 B BUIIe TBEPAOTO BelecTBa OMeHO-kKenToro mnsera. (1,5 r, Berxon: 65%).

'H SIMP (CDCls, 300 MT'n): & 8,71 (s, 1H).

K pactBopy Coenunenust XV-3 (544 mr, 2 mmoib) B 10 Mt JIM®A nobasnstiin BnNH, (268 mr, 2 MMmous)
npu 0°C. IlomydyeHHyr0 cMech nepeMelInBany B TedeHue 18 u mpu k.T. AHanu3s nocpeactsom TCX (II9:DA =
5:1) mokaszai, 4To peakuus 3aBepiumiack. [lomyueHHy0 cMech pa30aBisuid BOJOH, MOIBEPTaIn IKCTPAKINH T10-

-124-



034171

cpenctBoM EtOAc (3x30 mi). OObequHEHHBIH OPTaHUYIECKUN CJIOH MPOMBIBAIN COJIEBBIM PACTBOPOM, CYIIFIIH
Hax Na,SO,, GuIbTpoBai, KOHIICHTPUPOBAIH C MOJYYCHUEM Macia KeIToro mnsera. [IpoBoIuIM OYHCTKY TMO-
CpPEACTBOM KOJIOHOYHOW Xpomarorpaduu ¢ noiaydeHrneM Coenunennst X V-4 B BHIE TBEPJIOTO BEIIECTBa OEI0TO
ugeta (400 mr, Berxoa: 58%).

MC (UDP) m/z [M+H]" 342.2.

K pactBopy Coemunenus XV-4 (200 mr, 0,58 mmomnb, 1 3kB.) B 6 Mt AcOH pnobGammsun mopomok Fe
(131 wmr, 2,34 Mmmob, 4 5kB.). [lonydennyto cMmech HarpeBanu npu 70-80°C u mepememuBain B TeueHUe 3 d.
Amnanu3 mocpenctBoM TCX (IT9:DA = 5:1) moka3zai, 4To peakius 3aBepIIniaach. [[odydeHHYI0 CMeCh OXJTaxaa-
JU 0 K.T., HEUTPATU30BBIBAIM HAchIeHHBIM BogH. K3;PO,, momBepramm skctpakuuy mocpenctBoM EtOAc
(3%x50 mir). OOBbEeMHEHHBIH OPTaHWYECKHUI CI0H IPOMBIBAIIN COJICBBIM PAacTBOPOM, cymriii Hag Na,SO,, ¢huib-
TPOBaNH, KOHIICHTPHPOBAIH C TOJyYEHHEM Macia JKeJITOro IBeTa. IIpOBOAMIN OYMCTKY HMOCPEICTBOM IIPETL.
TCX ¢ monmydenunem neountienHoro Coenunenus XV-5 (182 mr, Boxoa: 100% HEOUYHIIEHHOTO BEIECTBA).

MC (U3P) m/z (M+H)" 313.9.

Cwmech Coenunenns XV-5 (1,5 r, 4,8 mmonb, 1 9kB.) 1 20 Mi1 MypaBbUHO# KHCIIOTH HarpeBasu rpu 100°C
B TeueHue 18 4. [TomydeHHYIO0 PEaKIMOHHYI) CMECh OXJXKAANM IO K.T., HCHTPATU30BBIBAIM HACHIIICHHBIM
BoaH. K5;PO,, monsepranu skcrpaknun nocpeactBoM EtOAc (3x100 mir). OObemMHEHHBI OPTaHHYECKUN CIION
MPOMBIBAIA COJICBBIM PAacTBOPOM, cymriiu Hax Na,SO,4, GUIBTpOBaN, KOHICHTPUpPOBaIH ¢ nonydeHuem Co-
enuneHus X V-6 (1,2 r, Berxoa: 82%).

MC (U3P) m/z (M+H)" 304.0.

[Monyuenne Coenuaenus XV-8 IpOBOAMIN COTIACHO METOUKE, aHAIOTUIHON MeToauke morydeHus Co-
eqnuenns X-6 (1,1 r, Berxoxm: 61%).

MC (UDP) m/z (M+H)" 465.9.

CoenuHenne 54 morydajan cOTJIacCHO METOIMKEe, aHAIOTHIHOW MeTonuke nmosrydenns Coequaenns 40.

'H SIMP (CDCls, 300 MI'n): & 7,75 (s, 1H), 7,44 (d, J=8,1 ', 2H), 7,26-6,90 (m, 10H), 6,55-6,50 (m, 2H),
4,92 (s, 2H).

MC (U2P) m/z (M+H)" 480.2.

CoeauHenne 55 mojiydald COTJIACHO METOJAMKE, aHAJIOTMYHOW MeTonuke nonydeHusi Coenunenust 40, c
ucnonp3oBanueM 1-metmin-4-(4,4,5,5-terpamer-1,3,2-mruokcaboponan-2-wn)-1 H-mupaszona Bmecro Coemune-
Hus X-7.

'H SIMP (CDCls, 300 MTI'): & 7,73 (s, 1H), 7,44-7,41 (m, 2H), 7,32-7,19 (m, 6H), 6,92 (s, 1H), 6,73-6,63
(m, 3H), 5,05 (s, 2H), 3,70 (s, 3H).

MC (U3P) m/z (M+H) " 466,0.

Coenunenne XV-11: B xonOy BHocumu Coeannenne XV-10, Pd/C (10% mons) n EtOH. IMoxyuennyro
CMecCh NepeMemuBaty B TeueHue 24 4 B atmocdepe Bogopoaa (mpumepno 345 klla (50 psi)). AHanu3 mocpeact-
BoM TCX (IT9:5A = 1:1) mokazai, 4To peakuus 3aBepminiach. [lonydeHHyI0 cMech QMIBTpOBaNH; HHUILTpAT
KOHIIEHTPUPOBAIX C TIOIYYICHHEM TBEPIOTO BEUIECTBA JKENTOTO IBeTa. [[pOBOIIIIN OYHCTKY TOCPEACTBOM IIPETL.
TCX ¢ nonmyuenuem Coenuaenust XV-11.

CoenuHenne 56 Mmoyrydany B pe3yibTaTe KaTaJIuTHIeCKOTO ruaporenupoBanus CoennHeHus 54 ¢ UCIOJb-
3oBanuem Pd/C.

'H IMP (JIMCO-dg, 400 MT'nr): & 13,74 (s, 1H), 8,32 (s, 1H), 8,12-8,09 (m, 2H), 7,73-7,67 (m, 3H), 7,57-
7,54 (m, 2H), 7,28-7,23 (m, 2H).

MC (U3P) m/z (M+H)" 390,0.

CoenuHenue 57 noiryyanu B pe3yJabTaTe KaTaTUTHYECKOTro ruaporeHuposanus CoeauHeHus 55.

'H SIMP (CDCls, 400 MI'm): & 12,39 (s, 1H), 8,33 (s, 1H), 8,09 (s, 2H), 7,82 (s, 1H), 7,55 (d, J=8,8 ',
2H), 7,45-7,41 (m, 2H), 3,99 (s, 3H).

MC (U2P) m/z (M+H)" 376,0.

Coenunenne XV-12: K pactBopy Coeaunennst XV-11 (1 3xB.) B AM®A no6asnsmn NaH (1,5 skB.) npu
0°C. Ilomyuennyro cmech nepemermmBany nmpu 0°C B Teaenne 30 mun. [Tocie atoro mo6asismu Mel (1,5 9ks.).
TTony4yennyio cMech iepeMenuBaiy B Tedenune 16 9 mpu k.T. Anamm3 mocpeactsoM TCX (IT2:DA = 1:1) noka-
3aJl, 9TO PeaKmys 3aBepIumiack. [1orydeHHy0 cMech pa30aBIsiId BOIOH, TOIBEPTaIN IKCTPAKIIUH TOCPEACTBOM
EtOAc. O0benHEeHHBI OPraHUIECKUI CIIOH TIPOMBIBAIIA COJIEBBIM PacTBOpPOM, cymwian Haa Na,SOy4, GuibTpo-
BaJll U KOHIIEHTPUPOBaIH. [10IydeHHBIH 0CTATOK OYMINAIH mocpenacTBoM mnper. BOXKX ¢ monyuennem Coenn-
HeHns X V-12.

Coenunenne 58 nonydanu nyteMm B3aumonerictBus Coenunenust 56 ¢ NaH B IM®A, a nocne storo ¢
Mel.

'H SIMP (CDCls, 400 MI'ny): & 7,90-7,75 (m, 3H), 7,56-7,13 (m, 7H), 4,19 (s, 3H).

MC (U3P) m/z (M+H)" 404,0.

Coeaunenue 59 nomyuyanu u3 Coenunenus 57.

'H SIMP (CDCls, 400 MT'): & 8,26 (s, 1H), 7,86 (s, 1H), 7,79 (s, 1H), 7,50 (d, J=8,8 ', 2H), 7,40-7,33
(m, 3H), 4,17 (s, 3H), 3,97 (s, 3H).

MC (U2P) m/z (M+H)" 390,1.
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AnbrepHatuBHbll cuHTe3 CoequneHus 59
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AnbTepHaTUBHBIA cuHTe3 CoeTMHEHMS 59 MPOBOANIIN COTJIACHO CTAaHIAPTHON METOIWKE, ONIMCAHHOW B Ha-
crosieM nokymente. Coms HCl Coenunenus 59a: 'H SIMP (AMCO-dg, 400 MI'): & 8,43 (s, 1H), 7,97 (s, 1H),
7,67 (s, 1H), 7,63 (d, J=8,8 I';, 2H), 7,54 (d, J=8,8 T', 2H), 7,38 (s, 1H), 3,89 (s, 3H), 3,61 (s, 3H).

MC (U2P) m/z (M+H)" 390.1.

CoenuHenne 636 MoTydayid COTJIACHO MOJU(PHUITUPOBAHHOMY CITOCO0Y CHHTE3a, e X V-3 MoaBepraiu pe-
aKIUM C STWIAMHHOM BMECTO OEH3WIaMHHA C TOCIIEAYIOIMMH peakumsMu coderanus nmo Cysyku. Bmecto
Pd(dppf)Cl, u K,CO5 ucnonszosamm Pd-118, K;PO,.

'H SIMP (JIMCO-dg, 400 MT'w): & 8,14 (s, 1H), 7,96 (s, 1H), 7,66 (s, 1H), 7,61 (d, J=8,4 T'n, 2H), 7,51 (d,
J=8,4T'n, 2H), 7,26 (s, 1H), 4,01 (q, J=7,2 T'n, 2H), 3,88 (s, 3H), 1,06 (t, J=7,2 'y, 3H).

Coenunenne 637 monydanu myteM codetanus no Cysyku momuduimpoBannoro Coenunennst XV-5 (rae
OeH3mI1 3aMeHeH 3THIoM) ¢ 1-metmin-4-(4,4,5,5-terpamernin-1,3,2-nuokcaboponan-2-min)-1H-nupaszosnom ¢ no-
caenyromum BzaumojeictsueM ¢ HCOOH.

'H SIMP (IMCO-dg, 400 MI'n): & 12,2 (s, 1H), 9,17 (s, 1H), 7,96 (s, 1H), 7,63 (s, 1H), 7,19 (s, 1H), 4,04
(q,J=7,2 Ty, 2H), 3,91 (s, 3H), 1,11 (t, J=7,2 T', 3H).

Coeaunenrie 638 moxyvanu COINIACHO TOH K€ METOAMKE, KOTOPYIO HUCHOIb30Baiu i cuHTe3a Coennne-
HUS 637, ¢ UCTIONTB30BaHUEM BoC-3alIUIIIEHHOTO CII0KHOTO d(pHrpa OOPOHOBOW KUCIIOTHL.

'H SIMP (IMCO-d, 400 MI'n): & 9,41 (s, 1H), 7,94 (s, 2H), 7,38 (s, 1H), 4,16 (q, J=7,2 ', 2H), 1,28 (t,
J=7,2 Ty, 3H).

Coenunenne 640 moxyJaay COTJIACHO TOH K€ METOAMKE, KOTOPYIO MUCTIOIB30BaIH Jyisd cuHTe3a CoennHe-
HUs 636, ¢ Boc-3ammiieHHpIM CIIOKHBIM 3(UPOM OOPOHOBOW KHUCIOTHI BMECTO MOCIEAHEH PEaKIIuy COUETaHUS
o Cy3yku.

'H SIMP (JIMCO-dg, 400 MI'n): & 13,07 (ymmp. s, 1H), 8,14 (s, 1H), 8,02 (s, 1H), 7,72 (s, 1H), 7,61 (d,
J=8,8 I'u, 2H), 7,51 (d, J=8,8 'y, 2H), 7,26 (s, 1H), 3,97 (q, J=7,2 'y, 2H), 1,02 (t, J=7,2 ', 3H).

Coms HCI Coemunenns 640a: 'H SIMP (JIMCO-dg, 400 MT'm): 8 8,76 (s, 1H), 7,91 (s, 2H), 7,65 (d,
J=8,8 I', 2H), 7,55 (d, J=8,8 'y, 2H), 7,46 (s, 1H), 4,05 (q, J=6,8 I't, 2H), 1,08 (t, J=6,8 ', 3H).

Coenunenue 641 nomyyanu mytem rugporeanposanust (mpumepno 345 klla (50 psi)) Coenunenus X V-8 B
aTaHoJje ¢ ucrnoss3zoanueM Pd/C npu 40°C B TeueHre HOYH.

'H SIMP (JIMCO-dg, 400 MT'nr): & 8,58 (s, 1H), 7,62-7,54 (m, 6H), 6,78 (d, J=7,2 T, 1H).

Coms HCI Coenunenns 641a: 'H SIMP (JIMCO-dg, 400 MT'n): & 8,01 (s, 1H), 7,68-7,54 (m, 6H), 6,83 (d,
J=6,4 Ty, 1H).

Coenunenne 639 mosrydany myTeM THIpOreHupoBaHus MomuduimpoBanHoro Coenunenus XV-8 (rae
OeH3MII 3aMEHEH 3TUIIOM) ¢ ucnonb3oBanueM Pd/C.

'H SIMP (JIMCO-dg, 400 MI'ny): & 8,14 (s, 1H), 7,55 (m, 5H), 6,83 (d, J=7,6 ', 1H), 4,23 (q, J=6,8 T',
2H), 1,40 (t, J=6,8 T'u, 3H).

Coms HCI Coenmuenust 639a: 'H SIMP (JIMCO-dg, 400 MI'n): & 8,69 (s, 1H), 7,69 (d, J=7,6 I'n, 1H), 7,61-
7,54 (m, 4H), 6,96 (d, J=7,6 I'n, 1H), 4,31 (q, J=7,2 ', 2H), 1,43 (t, J=7,2 'y, 3H).

B kauectBe anprepHatuBbl CoeauHeHHEe 639 MOXET OBITh MONYYCHO B pe3ynbTare B3aummoneiictBus Co-
equaenns 641 ¢ NaH ¢ mocneayronum B3anMoAeHCTBAEM C STHITHOIUIOM.

Coenunenne 642 momydanu myteM codetanuws mno Cysykm Coemunenwss XV-8 ¢ 1-atmn-4-(4,4,5,5-
TerpameTni-1,3,2-mnokcadboponan-2-mn)- 1 H-mupazonoM ¢ MOCIEqyOmMNUM CHATHEM 3alluThl ¢ OEH3WIHLHOU
rpynimsl ¢ ucnonbszoBanueM KO-t-Bu B IMCO.

'H SIMP (IMCO-d, 300 MI'n): & 8,46 (s, 1H), 8,32 (s, 1H), 8,11 (s, 1H), 7,78 (s, 1H), 7,69 (d, J=8,7 T,
2H), 7,58 (d, J=8,7 I'n, 2H), 4,17 (t, J=7,2 ', 2H), 1,41 (t, J=7,2 I'm, 3H).
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Coenunenne 643 momyvanu mytem coderanus mo Cysyku Coenunennst XV-8 ¢ 1-nzonponmi-4-(4,4,5,5-
terpameTni-1,3,2-nnokcabopoinan-2-mi)-1 H-nupasonoM ¢ MOCIEAYIOIUM CHATHEM 3allUTHl ¢ OEH3WIHLHOM
rpynimsl ¢ ucnoibzoBanueM KO-t-Bu B IMCO.

'H SIMP (JIMCO-dg, 400 MI'u): & 13,63 (yump. s, 1H), 8,46 (s, 1H), 8,30 (s, 1H), 8,12 (s, 1H), 7,77 (s,
1H), 7,67 (d, J=8,4 I'u, 2H), 7,57 (d, J=8,4 T'ui, 2H), 4,52 (m, 2H), 1,44 (d, J=6,4 I';, 6H).

Coenunenne 644 nomydanu mytem codetanus mo Cy3yku momuduiupoBanHoro Coenunenust XV-8 (raoe
OcH3WIT 3aMeHEeH MeTwioM) ¢ 1-3tmn-4-(4,4,5,5-terpamerii-1,3,2-nrokcaboponan-2-mn)-1 H-nupazonom ¢ wc-
nons3oBanreM Pd-118 u K;PO, B nmokcane/H,O npu HarpeBaHuu B TeUeHUE & .

'H AMP (IMCO-dg, 400 MI'): 5 8,06 (s, 1H), 8,00 (s, 1H), 7,66 (s, 1H), 7,60 (d, J=8,8 T'n, 2H), 7,51 (d,
J=8,8 I', 2H), 7,28 (s, 1H), 4,16 (q, J=7,2 T'u, 2H), 3,55 (s, 3H), 1,40 (t, J=8,8 I'y, 3H).

Coenunenne 645 monydanu myteM Coderanus mo Cy3yku momuduimpoBanHoro CoeauHenust X V-8 (Tme
OCH3MI 3aMEHEH METWIIOM) ¢ 1-u3onponmi-4-(4,4,5,5-terpamerni-1,3,2-muokcadoponan-2-wmin)- 1 H-mupazomom ¢
ucrions3oBanueM Pd-118 n K;PO, B nmnokcane/H,O mnpu HarpeBaHun ¢ 0OpaTHBIM XOJIOJMJIBLHUKOM B TEUCHHUE
8 4.

'H SIMP (JIMCO-dg, 400 MTI'): & 8,04 (d, J=7,2 T, 2H), 7,65 (s, 1H), 7,61 (d, J=8,8 ', 2H), 7,53 (d,
J=8,8 T'u, 2H), 7,29 (s, 1H), 4,52 (m, 1H), 3,55 (s, 3H), 1,44 (d, J=6,8 ', 6H).

Coenunenune 646 momyuanu nyrem coueranuss no Cysyku Coegunenus XV-8 c 1-merun-4-(4,4,5,5-
terpameTni-1,3,2-anokcabopornan-2-min)-1 H-iupaszonom, 3aTeM CHATHS 3alUTHI ¢ OSH3MILHOM IPYIIIBI TOCpeI-
ctBoMm KO-t-Bu ¢ mocnenytonum nenporoHupoBanueM mocpenctBoM NaH B JIM®A, a 3aTeMm peakuuu ¢
1-6pom-2-hTOopITAaHOM.

'H SAMP (IMCO-d, 300 MI'n): & 8,44 (s, 1H), 8,39 (s, 1H), 8,09 (s, 1H), 7,84 (s, 1H), 7,68 (d, J=8,7 I’
2H), 7,57 (d, J=8,7 ', 2H), 4,90 (m, 1H), 4,82 (m, 1H), 4,74 (s, 2H), 3,89 (s, 3H).

Coenunenne 665 monydanmu mytem codetanus mo Cysyku CoeguHenwms XV-8 ¢ 1-mertmn-4-(4,4,5,5-
TeTpameTui-1,3,2-mnokcadboponan-2-wmn)- 1 H-miupaszonom, 3aTeM CHATHS 3aIIUThI ¢ OCH3MILHOM TPYIIITEI TTOCPE-
ctBoMm KO-t-Bu ¢ mocnenyrommm nenpotonupoanneM mocpeacteoM NaH B IM®DA, a 3aTemM B3aUMOJCHCTBUS C
Mel.

'H SIMP (JIMCO-ds, 400 MTI'm): & 8,43 (s, 1H), 8,30 (s, 1H), 8,08 (s, 1H), 7,78 (s, 1H), 7,64 (d, J=8,8 T’
2H), 7,55 (d, J=8,8 I';, 2H), 4,05 (s, 3H), 3,88 (s, 3H).

MC (U2P) m/z (M+H)" 390,1.

CoenuHenne 669 moxydanu myTeM B3aumMOACHCTBHS 7-Opom-3-3Tun-3H-umunazo[4,5-cmupuaun-4(5SH)-
oHa c¢ CoenunenueM XV-7 CcOrmacHO CTaHOApTHOW peakiuM, KaTaau3UpyeMoHl ameraToM  Me-
qu/mupunuHoM/mupuanH-N-okcugom, B JM®PA  mpu  100°C ¢ momydeHueM  7-Opom-3-9THi-5-(4-
(rpudropmerokcu)pennn)-3H-umnnazo[4,5-cJmupunun-4(SH)-ona ¢ mocienyromum coueranueM 1o Cys3yku c
TpeT-0yTun-4-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-mn)- 1 H-mupaszon-1-kapObokcunaToM, KaTalu3Hpye-
MbIM Pd-118/K5PO,4 B cmecu muokcan/H,O B ycoBHSX HarpeBaHUs ¢ 00OpaTHBIM XOJOIUIHLHIKOM C MOJTyICHUEM
KOHEYHOTO MIPOIYKTA.

'H SIMP (IMCO-dg, 400 MTI'ry): & 12,86 (yump. s, 1H), 8,43 (ymmp. s, 1H), 8,36 (s, 1H), 8,17 (yump. s,
1H), 7,80 (s, 1H), 7,65 (d, J=8,4 'y, 2H), 7,54 (d, J=8,4 T'n, 2H), 4,45 (q, J=7,2 I'u, 2H), 1,40 (t, J=7,2 I'y, 3H).

MC (UDP) m/z [M+H]" 390.1.

Coenunenre 670 mosrydanu myteM B3ammopeicTBust CoenuHeHus 642 ¢ 3TUIHOIUAOM B NPUCYTCTBUH
NaH B pactBope B IM®DA mpu K.T. B TeueHHE 2 4.

'H SIMP (CDCls, 400 MT'n): & 8,29 (s, 1H), 7,92 (s, 1H), 7,82 (s, 1H), 7,51 (d, J=8,8 T'u, 2H), 7,38 (d,
J=8,8 T'u, 2H), 7,37 (s, 1H), 4,56 (q, J=7,2 ', 2H), 4,24 (q, J=7,2 T'y, 2H), 1,59-1,51 (m, 6H).

MC (U3P) m/z [M+H]" 418,1.

Coenunenue 671 nmomydamu myteMm B3aumMoneiictBus CoenuHeHus 643 ¢ 3TUIMOAMIOM B IPUCYTCTBHU
NaH B pactBope B IM®DA mpu K.T. B TeueHHE 2 4.

'H SIMP (CDCls, 300 MT'n): & 8,33 (s, 1H), 7,95 (s, 1H), 7,86 (s, 1H), 7,53 (d, J=8.4 T'u, 2H), 7.41 (d,
J=8,4 T'u, 2H), 7,39 (s, 1H), 4,62-4,55 (m, 3H), 1,60-1,55 (m, 9H).

MC (U3P) m/z [M+H]" 431,9.

Coenunenne 673 monydanu myteMm B3ammozeicTBus CoenuHeHUS 643 ¢ METHIHOIUIOM B NIPUCYTCTBUHU
NaH B pactBope B JIM®PA nipu K.T. B Te€UeHHUE 2 .

'H SIMP (CDCls, 300 MI'm): & 8,29 (s, 1H), 7,84 (d, J=10,0 ', 2H), 7,41 (d, J=8,4 T, 2H), 7,49 (d,
J=9,2 Ty, 2H), 7,38-7,34 (m, 3H), 4,57-4,52 (m, 1H), 4,16 (s, 3H), 1,47 (s, 3H), 1,45 (s, 3H).

MC (UDP) m/z [M+H]" 418.1.

CoenuHenrne 672 monydanu myTeM B3ammojeicTBus Coemunenns XV-8 ¢ tper-Oyrmn-4-(4,4,5,5-
terpameTni-1,3,2-mnokcadboponan-2-wmn)- 1 H-mupazon-1-kapOokcunarom,  KaTaJu3upyeMoOTo  MOCPEICTBOM
Pd-118/K5PO4 B cmecn nuokcan/H,O B ycnoBusIX HarpeBaHUs C OOPAaTHBIM XOJIOAWJIBHHKOM B T€UEHHE HOYH C
MOCJICAYIONINM  YIJICHHEM 3allliTHOW TpyNImbsl ¢ OCH3WIBHOHW Tpymmel C Hcroib3oBaHueM t-BuOK B
JIMCO/TT'® npu k.T. B TeueHue 1 4 B aTMOcdepe KHCIOpoaa.

MC (U3P) m/z [M+H]" 361,9.

'H SIMP (JIMCO-dg, 400 MTI'): & 13,66 (yumap. s, 1H), 12,87 (ymmp. s, 1H), 8,45 (yump. s, 1H), 8,31
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(ymwp. s, 1H), 8,19 (ymwup. s., 1H), 7,79 (yump. s, 1H), 7,66 (d, J=8,5 I'n, 2H), 7,54 (d, J=8,5 I'u, 2H).

Coenunenne 674 MOTy4anmu MyTeM B3aUMOJCHCTBUS 7-Opom-1,2-mumernin-1H-umunazo[4,5-c|nupunus-
4(5H)-ona ¢ CoemmnenneM XV-7 cOTJacHO CTaHIAPTHOM peakIdH, KaTaTu3UpPyeMOH ameraToM Me-
nu/mupuaHoM/upuauH-N-okcuaoM, B JIM®PA mpu 100°C ¢ mnomydenuem 7-6pom-1,2-mumeTtmn-5-(4-
(Tpudropmeroxcu)penmn)- 1 H-umunazo[4,5-cmupuann-4(5SH)-ona ¢ nocnexyronum coderanueMm 1o Cy3yku ¢
1-metnn-4-(4,4,5,5-rerpamerni-1,3,2-nuokcadopomnan-2-min)- 1 H-mupazonom, katanuzupyembim Pd-118/K;PO,4 B
cmecu nuokcan/H,O B yclmoOBHSX HarpeBaHus C OOpaTHBIM XOJIOAMJIBHUKOM C ITOJIYYeHHEM KOHEYHOTO
MIPOIYKTA.

'H SIMP (IMCO-dg, 300 MI'n): & 7,56 (s, 1H), 7,51 - 7.45 (m, 3H), 7,31 (d, J=8,3 ', 2H), 6,99 (s, 1H),
3,99 (s, 3H), 3,44 (s, 3H), 2,55 (s, 3H).

MC (U3P) m/z (M+H)" 404,1.

Coeaunenuie 675 moyydainy COrIacHO METOJUKE, aHATIOTMUHOM MeToauke cunTe3a Coequnenus 674, ¢ uc-
MOJNb30BaHUEM  TpeT-OyTmin-4-(4,4,5,5-rerpamerni-1,3,2-nnokcaboponan-2-nn)-1H-mpason-1-kapbokcunara
BMecTO 1-metmin-4-(4,4,5,5-rerpameri-1,3,2-muokcaboponan-2-wmn)- 1 H-mupaszona.

'H SIMP (AIMCO-ds, 400 MTI'y): & 13,07 (ymmp. s, 1H), 7,98 (yump. s, 1H), 7,69 (ymmp. s, 1H), 7,59 (d,
J=8,0 I'u, 2H), 7,50 (d, J=8,0 I'y, 2H), 7,21 (s, 1H), 3,40 (s, 3H), 2,45 (s, 3H).

MC (U2P) m/z (M+H)" 390,0.

OH OH o-—\(

BN NO2 1) NasOs, Bogn. NaOH B A N2 CH,C(OEY B AN :
| > || oho R | OCFs
N X N XV-7

N~ “OH 2) HCI N~ “OH 110°C o)
H - >
XV-2 XV-3a Xv-4a Cu(OAc), Py, PyNO,

MC 4A, IXM, Oz
o~ ]
Br- N \'\“ N—g
\d )
N (@] XV-6a

Pd-118, Nay,COs,
aunokcan/H20, obp. xon.

B(OH),

OCF3 Pd-118= PdCl(Dt-BPF) OCF3
XV-5a CoeauHenne 569

Coenunennie XV-4a nonyyanu B ABe ctBauu u3 CoenuHeHus: XV-2 cOrjlacHO METOJUKE, aHAJOTUYHON
ommcanHoit i cuaTe3a Coemauuenust XIV-7b u Coenunenns XIV-8b. Coequnrenue XV-5a monmyyanu mocpea-
ctBoM couetanus o Cy3yku Coenunenust XV-4a u Coenunenus XV-7 ¢ UCMOJIBb30BaHUEM CTaHIAPTHOM METO-
JIUKH, OTIMCAHHOM B HACTOSIIIEM JOKYMEHTE.

Coenunenne 569 monydanu mocpenctBom coderanuss mo Cy3yku Coemunenus XV-5a n CoenuHeHUS
XV-6a corimacHo METOIMKE, aHAJIOTHMYHOM onrcanHo ;s cuHTe3a Coenqnnenus 209.

'H SIMP (CDCl;, 300 MI'n): & 7,83 (s, 1H), 7,79 (s, 1H), 7,52-7,47 (m, 3H), 7,40 (d, J=8,7 'y, 2H), 4,01
(s, 3H), 2,73 (s, 3H).

o~

,( OH
P NH SN
N N >
(X (¥ (X |
Ha,PAIC N® 0
N Yo T SN N 70

O CH3C(OEt)3
—_—
MeOH 06p. xon.
OCF;,
OCF; OCF, OCFs c 60
XV-5a XV-5b oeauHeHune

K pactBopy Coenunenns XV-5a (150 mr, 0,39 momns) B MeOH (10 mir) no6asimstn Pd/C (20 mr), momy-
YEHHYIO CMECh IIepEeMENINBaIN NIpH K.T. B atMocdepe H, B Teuenne Houn. [locne 3aBepiueHns peakuu, 1o JaH-
HBIM aHanm3a nocpenctsoMm TCX (DA:IID = 1:1), cmecs GuibTpoBany, GUIBTPAT KOHIEHTPUPOBAIN TIOJ Ba-
kyymoM c monmydeHueM cmecu Coemunenus 570 m Coemmbenuss XV-5b. TlomydeHHyI0 cMech MoOaBisuH B
CH;C(OEt); (10 mu). [TomydeHHYIO CMECh HarpeBalid ¢ OOpaTHBIM XOJOIMJILHUKOM B TeueHue Houd. Ilocre
OXJIQKAEHUS 10 K.T. TOJIYYEHHYIO cMeCh (DHIBTPOBAIH, TIOJyUCHHBIH OCTATOK Ha (GUIBTPE COOMPAIN M OUHIIAIH
nocpenctsoM npern. TCX (DA:IID = 1:1) ¢ momyuennem Coenunenns 570 (50 mr, Beixon: 41%).

'H AMP (IMCO-dg, 300 MI'u): 8 7,77 (d, J=7,5 T, 1H), 7,60-7,52 (m, 4H), 6,94 (d, J=7,2 T'u, 1H), 2,59
(s, 3H).
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[Mpumep 5-1. Cunres COGI[I/IHGHI/Iﬁ 60-63 (cxema XVI).

~

Pd,(dba)s, KOH, L

= N -
| I N NH XVI-2 \J\&NH 1) NaH, AM®A N N‘Et Aunokcan/H20
N/ Cl Pd(dppf)C|2 K2C03 2) Etl O

IM3/H20, 06p. xon. Q
XVI-1 XVI-3 XVi-4 %,PK
\
B(OH), N _
\ N\ ‘ N\/
M B
N N OCF3;
N Et N0
| A XVI-6
N o) Cu(OAc),, Py, PyNO
H MC 4 A, Oz, IXM
XVI-5
OCF3

CoeauHenue 60

Coenunenrie XVI-3 mosydanu corjiacCHO METOJAMKE, aHAJOTMYHOM Meroauke noiydeHus CoeluHeHUus
XIII-7.

MC (U2P) m/z (M+H)" 233,0.

Coenunenre XVI-4 momydany cOTJIaCHO METOAWKE, aHAJOTHYHON Meroamke moiydeHus CoemxnHeHUs
XV-12, ¢ ucriob30BaHUEM STHUIHOINIA BMECTO METHIHOAUIA.

MC (U2P) m/z (M+H)" 261,1.

Coennnenne XVI-5: B xon0y BHocmmn Coemunenne XVI-4 (150 mr, 0,57 mmonb, 1 9kB.), Pdy(dba)s
(285 wr, 0,46 MmMounb, 0,8 3kB.), KOH (383 mr, 6,84 mmomnb, 12 9kB.), muranyg (252 mr, 0,57 MMonb, 1 9KkB.),
10 mn nuokcana u 10 ma H,O, Tpmxasl npoBoguau mpoayBKy a3oToM. IlomydeHHyro cMech HarpeBaiu mpu
100°C B Teuenue 10 4. Ananus nocpeactsoM XXKXMC noka3zan, 4o peakius 3aBepiuiack. [lomydennyro cMech
OXJIKIAIH J0 K.T., pa30aBisud BOAOH, MOABEPTAH YKCTPAKIIMU TOCpencTBOM atuianerara (3x50 mi). O0be-
JUHCHHBI OPTaHUYECKUI CIIOH MPOMBIBAIN COJICBBIM PACTBOPOM, CYIIHIIH HaJl OC3BOIHBIM CYab(AaTOM HATPHUS,
¢bunbTpoBaNK U KOHIEHTpHpoBaH. [IpoBoammu ounctky nocpencteoM mper. TCX ¢ noxyuenuem CoemuHEeHUS
XVI-5 (130 mr, BeIXOI: 72%).

MC (U3P) m/z (M+H)" 243.1.

Coeaunenne 60 MoTydaan COTJIACHO METOIUKE, aHAJIOTHYHOW METOIUKE MOJTYIeHUS X-6.

'H SIMP (CDCls, 400 MTI'ny): & 7,71 (s, 1H), 7,60 (s, 1H), 7,50 (d, J=8,4 'y, 2H), 7,34 (d, J=8,4 I'n;, 2H),
7,18 (d, J=2,8 I'y, 1H), 7,04 (s, 1H), 6,47 (d, J=2,8 T'u, 1H), 4,61 (q, J=7,2 T'u, 2H), 3,97 (s, 3H), 1,48 (t,
J=7,2 Ty, 3H).

MC (U2P) m/z (M+H) " 403,1.

CoenuHenre 61 Toydany COrIACHO METOJUKE, aHATOTHYHON MeToauke nonyderns Coenunenus XII-7, ¢
WCTIONIb30BaHNeEM (4-3TOKCH-2-MeTHI(PEHIIT)00pOHOBOM KHCIOTH BMecTo Coennaenus XI1I-6.

'H SIMP (CDCls, 300 MI'm): & 9,03 (d, J=2,0 I'u, 1H), 8,86 (d, J=2,0 ', 1H), 7,73 (s, 1H), 7,16 (d,
J=8,0 I'y, 1H), 6,89-6,84 (m, 2H), 4,07 (q, J=7,2 I'y, 2H), 2,18 (s, 3H), 1,44 (t, J=7,2 T'y, 3H).

MC (MDP) m/z (M+H)" 359,9.

Coenunenne 62 nosydanu u3z Coenunenusi 61 coriacHO METOJIUKE, aHAJOTUYHON METOJIMKE TMOJyYEHUS
Coeaunenus 46.

'H SIMP (CDCls, 400 MTI'): & 8,93 (d, J=2,0 ', 1H), 8,90 (d, J=2,0 ', 1H), 7,57-7,54 (m, 2H), 7,43 (s,
1H), 7,22-7,14 (m, 3H), 6,90-6,84 (m, 2H), 4,07 (q, J=7,2 I'u, 2H), 2,22 (s, 3H), 1,44 (t, J=7,2 T'n, 3H).

MC (UDP) m/z (M+H)" 376,0.

Coenunenne 63 momyyanu u3 CoeauHeHUS 61 COTNIAaCHO METOIMKE, aHAJIOTUYHON METOIUKE MOTyYCHHUS
Coennuenns 47.

'H SIMP (CDCls, 400 MTI'ny): & 8,93 (d, J=2,0 I', 1H), 8,90 (d, J=2,0 'y, 1H), 8,14 (s, 1H), 7,79 (s, 1H),
7,56 (s, 1H), 7,20 (d, J=8,8 ', 1H), 6,90-6,85 (m, 2H), 4,08 (q, J=7,2 I'u, 2H), 3,99 (s, 3H), 2,19 (s, 3H), 1,45
(t,J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 362,0.
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IIpumep 5-J. Cunre3 Coenunenuii 582-584 u 586-587.

N. _Rq CH(COOH), AN CICOOEY, T3A AN PhOPh
e - O Py o
S Munepuaun, Py, 06p. xon. pgo S Aueron,NaNs N0 S 240°C
1

(¢}

2 3
Rq =H, Me

B(OH),

Ry
N::<S
Br. R
- - 9 L "0
N §< N;< OCF, o Nx i o

Y

NBS, IM®A S 6
N S Ty Br: N
‘ K. T. l N Cu(OAc),,Py, PYNO,

N“0 N MC 4 A, XM, Oz, k. T.

A: Pd(dppf)Cly,K3POy
AM3/H20, 06p. xon.

OCF3; B: Pd-118, K3PO4
aunokcan/H20, 60°C

R, =-Boc, -Me

BoaH. HCI (1M)
—_—
AWOKCaH
OCF; OCF,
9 10
Ry =H, Me R{=H, Me
R; =H, Me R; =H, Me

B xon0y BHOCHIM coequnenue 1 (3,0 T, 1 9kB.), MamoHOBYI0 KUCIOTY (1,2 9KkB.), mupuauH (20 M), mHIIe-
pumuH (1,56 mi). [TonydeHHyI0 cMech mepeMenrBany B atMocdepe azota mpu 90°C B TedeHue 2 9, OXITKIAIH,
KOHIICHTPUPOBAJN TIPH TOHWKCHHOM JaBJICHUH, TIONYYEHHBIH OCTaTOK pa30aBisuik BOMOW W moBoauiau pH ~5
mytem aobOasnenus BoaH. HCI, TBepmoe BemecTBO GMIBTPOBAIM M MPOMBIBAH BOJOH, IMOJYICHHOE TBEPIOE
BEIIIECTBO CYIIMIIH IO/ BAKyyMoM ¢ oirydeHneM CoenuHeHus 2.

K pactBopy Coemmnenus 2 (1,0 r, 1,0 sxB.) 1 TOA (1,3 2xB.) B 20 MJI aneToHa 1Mo KarisiM J00aBIsIIH
CICOOE:t (1,2 axs.) mpu 0°C. ITomyuennyto cmech nepememiBain npu 0°C B teuenue 1 4. [TomydeHHyro cMmech
J00aBJISTH B pacTBOp azuzaa Hatpus (4 9xB.) B 30 mur anieroHa u Boas! (06./06. = 1:1) npu 0°C u nepememmBanu
B Tedenue 30 muH. [lomydeHHyto cMech pa30aBisuin BOJOH, MOABEprayid dKcTpakiuu mnocpencrsom EtOAc.
OOBbeIMHEHHBIH OPraHUYECKHH CIIOH MPOMBIBAJIHM COJIEBBIM PAacTBOPOM, CYIIWIIM HaJl O€3BOJIHBIM CYIb(haToM
HaTpusl, QUIBTPOBAIM M KOHLEHTPUPOBAIH ¢ rosydenneM CoeanHeHus 3.

Coenunenne 3 no6asnsiu B 10 M1 okcunuben3ona. [lomydaennyio cMech nepemermmBany npu 240°C B Te-
YyeHne 2 9, MOJYyYCHHYIO CMECh OXJIaKIalH A0 K.T. ¥ TIEPEMEIINBAIIN B TeUCHNE HOUH, OJYICHHOE TBEPIOE Be-
MIECTBO KOPUIHEBOTO I[BETa (PMILTPOBAIN M poMbIBasI TiocpeacTBoM EtOAc ¢ momyaennem Coenubenus 4 B
BUJI€ TBEPJOTO BEIIECTBA OJIEAHO-KOPHYHEBOTO IIBETA.

Cycnenzuto Coenunenus 4 (1 sxB.), N-6pomcykimaumuaa (1,1 skB.) u 50 min IM®DA nepeMemuBaiy npu
K.T. B TedyeHne 4 4. Cmech (pIIbTpOBaNN; MOIyYSHHBIE TBEP/ABbIC BEIECTBA IOCIEIOBATEIBHO POMBIBAIN He-
6ospiinMu konmuectBamu JIXM u cymmiu ¢ noixydeHneM CoeanHeHus 5 B BUIE TBEPJIOTO BEIECTBA KOPHYHE-
BOTO IIBETA.

Coeaunenuie 7 nmoiy4yaiu B pe3ynbrate B3aumoeicTBust Coenqunenus 5 ¢ CoequHeHHEeM 6 C UCIOJIb30Ba-
HreM Criocofa 1, onmMcanHOTo B HACTOSIIEM JJOKYMEHTE.

Coenunenne 9 nonydanu mytem coderanust no Cysyku CoeanHeHUs! 7 C COOTBETCTBYIOIINM CIIOKHBIM
3¢dupom 8 GOpPOHOBOI KHCIOTHI C UCIIOJIb30BAHUEM CTaHIAPTHOW METOIUKH A win B, onmrcaHHONW B HACTOSIIEM
JOKyMEHTE.

CoeauHenne 582 MoTyJaiy COTIACHO METOIMKE A.

'H AMP (JIMCO-dg, 300 MI'm): & 12,96 (s, 1H), 9,73 (s, 1H), 8,42 (s, 1H), 8,18 (s, 1H), 8,13 (s, 1H), 7,73
(d, J=8,7 I'n, 2H), 7,58 (d, J=8,7 I'y, 2H).

MC (U2P) m/z (M+H)" 378.9.

CoenuHenne 583 MoTydaiy COTIACHO METOIMKE A.

'H SIMP (JIMCO-d,, 400 MI'my): & 9,72 (s, 1H), 8,40 (s, 1H), 8,10 (d, J=9,6 I'ri, 2H), 7,72 (d, J=8,8 ',
2H), 7,58 (d, J=8,4 I'u, 2H), 3,89 (s, 3H).

MC (U2P) m/z (M+H)" 393,0.

CoenuHenue 584 nomaydany cOriIacHo MeToauke B.

'H SIMP (CDCls, 400 MT'n): & 8,18 (s, 1H), 7,80 (s, 1H), 7,52 (d, J=9,2 I', 3H), 7,38 (d, J=8,4 I', 2H),
3,98 (s, 3H), 2,91 (s, 3H).
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MC (U3P) m/z (M+H)" 407.0.

Coeaunenrie 586 nojayyanu COrjaacHO METOAMUKE A.

'H SAMP (IMCO-dg, 400 MI'): 5 8,51 (s, 1H), 8,15 (s, 1H), 8,10 (s, 1H), 7,70 (d, J=8.,8 ', 2H), 7,57 (d,
J=8,4 T'u, 2H), 7,35-7,24 (m, 5H), 5,39 (s, 2H), 2,90 (s, 3H).

MC (U2P) m/z (M+H)" 483.0.

CoenuHenne 587 moaydann COTIACHO MeToauke B.

'H IMP (JIMCO-dg, 300 MI'n): & 12,94 (s, 1H), 8,41 (s, 1H), 8,16 (s, 1H), 8,08 (s, 1H), 7,71 (d, J=8,7 I',
2H), 7,58 (d, J=8,7 T', 2H), 2,91 (s, 3H).

MC (U2P) m/z (M+H)" 392.7.

Coenunenne 585 momydanu myteM codeTanusi mo Cy3yku 2-meTuntuazono|5,4-c|nupunun-4(SH)-ona ¢
(4-(TpudTropMeToKCH ) PEeHIIT)OOPOHOBOM KHCIOTON ¢ UCIOJIB30BaHUEM TOTO YK€ CIoco0a, KOTOPHIM OTHCAH s
cunte3a Coenunenus 7.

'H SIMP (IMCO-dg, 400 MI'wr) &

7,76 (d, J=7,2 T'n, 1H), 7,65 (d, J=9,2 I'y, 2H), 7,55 (d, J=8,8 I';, 2H), 6,96 (d, J=7,2 T'u, 1H), 2,84 (s, 3H).

MC (U3P) m/z (M+H)" 326,8.

ITpumep 5-K. Cunres Coenunenus 589.

Ow _H O -OH NH,

0. f O
| X ~  1)n-BuLi, Tr®, -78°C N O\ H20; N O\ DPPA, t-BuOH | A ~
_— —_— _—

N0 2) OMoA L . HCOOH L ~ Et;N, Tol NS0
N" o 0-4C NT 0

1 2
NH,
NBS Br\ﬁ\/EO\ HBr Br | SN CH;C(OEY), Br\do
—_— —_— —_—
MeCN NZ No” AcOH N7 06p. xon. |

N N—;(
B(OH), N= N
X\
Br: 0o A
o \'}':\>'B‘o |
= | N~ o N0
Br- O OCF3 N7 0
N 8 10
| » -
0  Cu(OAc),, Py, PyNO, Pd(dppf)Cl,.CH,Cl,

H Oz, MC 4A, AXM Na2COs, auokcan/Hz0, 06p. xon.
7 OCF,
9

K pactBopy Coenunenns 1 (5 T, 36 mmonb) B TT'® (50 mur) nobasisumm n-Buli (2,5 M B rekcane, 31,5 mur,
79 mmoie) ipu -78°C, 3aTeM mosydeHHyI0 cMech nepememuBany nmpu 0°C B teduenne 1 4. JoGamsum MDA
(12 M, 157,5 mmomnb) mipu -78°C, 1 3aTeM noiydeHHYI0 cMech nepemernuBaiu pu 0°C B Tedenwne emie 1 9. Tlo-
CJie 3aBEpIICHHS PEaKLMH MOJYYEeHHYI0 CMech racwin HachlueHHbIM BogH. NH,Cl. CMech KOHLEHTpHUPOBAIH
HOJ BaKyyMOM, MOIy4YeHHBIH ocTaTok pacnpeaensiu mexny H,O u EtOAc. IlomydeHHsli opraHuueckuil cioi
MPOMBIBAIA COJICBBIM PACTBOPOM, cymmin Haj Na,SO,, KOHIECHTPUPOBAIU O] BakyyMoM. [loyducHHBIN He-
OYMIICHHBII OCTATOK OYMINAIH MOCPEJICTBOM KOJIOHOYHOM Xpomarorpaduu Ha cuimkarene (I19:0A = 4:1) c
nonyyenueM Coeauaenus 2 (1,5 r, Berxoa: 25%).

K pactBopy Coenunenns 2 (1,5 r, 9,0 mmons) B HCOOH (20 mur) no6asmsum H,O, (3,1 T, 27 MMoIb) Tipu
0-4°C. IToy4eHHYIO CMECh TIepEeMEITHBAIIN TIPH K.T. B TedeHHEe HouH. [locie 3aBepieHus peakiny MoJIyIeHHYIO
cMmech racwin mocpeactBoM BogH. NaHSO;. Cmech KOHIEHTPUPOBANU IO BaKyyMOM, ITONYYCHHBIH OCTaTOK
pacnpenemsn Mmexay HO m EtOAc. TlomydeHHBI OpraHUYeCcKHid CII0H TIPOMBIBAIIA COJIEBBIM PAacTBOPOM, CY-
i Hag Na,SO,, KOHIICHTPUPOBAIH MO BAKyyMOM. [1oydeHHBIH HEOUUIEHHBI OCTATOK OYHIIAINA TIOCPEI-
CTBOM KOJIOHOYHOH Xpomartorpaduu Ha cunukarene (I19:9A = 1:1) ¢ monydennem Coenunenus 3 (1,5 T, BBIXO:
94%).

K pactBopy Coemunenus 3 (1,5 r, 8,2 mmoins) B Tonyosne (20 mur) modasmsmu Et;N (2,1 T, 20,5 Mmmons),
MonekynsapHoe cuto 4A (3,0 r). ITonyueHHYI0 cMeCh TPHKIBI MPOLYBATH a30TOM M 3aTEM HarpeBalu ¢ 06par-
HBIM XOJIOJMIBHUKOM B atMmocgepe aszora B Tedenue 0,5 u. [lanee mo ouepean nobasmsumn t-BuOH (0,73 T,
9,8 Mmmoib), DPPA (2,4 1, 8,6 MMorb). [TomydenHyto cMech epeMennBaiy NIpy HarpeBaHUH ¢ 0OpaTHBIM XOJI0-
JUIBHUKOM B TedeHHe HouH. [locie oxyiaXkaeHus 10 K.T. TIOJIyYeHHYIO CMeCh (PHIIbTPOBAIIH, TIOJTyYeHHBIH (QHiIb-
Tpat pactpenensuim Mmexay H,O u EtOAc. TlomydeHHBIH OpraHUYeCcKHi CJI0N TPOMBIBAIN COJIEBBIM PAaCTBOPOM,
cyman Haa Na,SO4, KOHIIGHTPUPOBAIH TI0J] BaKyyMoM. [loydeHHBI HEOUHINEHHBI OCTATOK OYMINAIH IO-
CpelCTBOM KOJIOHOUHOM XpoMarorpadun Ha cumkareie (I19:3A = 3:1) ¢ nonyuennem Coeaunaenus 4 (500 mr,
BBIXOM: 42%).

Coenunenne 6 monydany myTem OpomupoBanus CoeauHenus 4 ¢ ucrnoibp3oBanueM NBS ¢ mocneayonmm
runponuzoM mocpeacteoM HBr. Cmech Coenunenus 6 (300 1, 1,5 mmons) B CH3C(OEt); (10 M) HarpeBamm ¢
00OpaTHBIM XOJOAWJIBHHKOM B TedeHue Houu. Ilociie oxmaxkaeHus 10 K.T. HOJIYYEHHYI0 CMeCh (DPMIIBTPOBAIH,

OCF3
CoenuHeHune 589
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ocratok Ha (uneTpe npombiBai A/ (06./06. = 1/1) ¢ nomyuennem Coenunenus 7 (150 mr, Borxon: 44%).

MC (U3P) m/z (M+H)" 230,8.

Coenunenre 589 monydanu n3 CoequHeHHs 7 B pe3yabTaTe IBYX cTanui codetanus o Cy3ykHd, Kak IO-
Ka3aHO Ha IIPHUBEJICHHOI! BBIILIE CXEMe.

'H SIMP (IMCO-dg, 300 MI'u): & 8,32 (s, 1H), 8,05 (d, J=4,5 I'u, 2H), 7,68 (d, J=8,7 I'u, 2H), 7,59 (d,
J=8,7 ', 2H), 3,88 (s, 3H), 2,71 (s, 3H).

HonyquI/Ie Coennuennsa 588.

N N 1) Acz0, ’N\N
Br _BUNHNH, H LN N\Bn m-cPBA B Br ~Bn obp.xon. Br | -]
/-PrOH, 110°C “otpxon. | XML 2) Et:,N H,OMeOH  ~\~"g
H

3a 4a 5a

HonyquHon CMECh COG,HI/IHGHI/IS[ la (16 r, 60,4 mmoms, 1 3kB.), BANHNH, (15 r, 129,3 MMounb, 2 3KB.) B
100 mn i-PrOH 3anmamBanm m HarpeBan NoJ AEHCTBMEM MHUKPOBOJIHOBOTO m3nydeHust npu 110°C B Tedenue
20 mun. AHanms nocpeactsoM TCX (I19/9A = 5/1) mokasai, 4to peakius 3aBeprimiack. CMech OXJIaXIaIH 10
K.T. [lomydeHHBINH 0catoK GUIBTPOBAIH U IPOMBIBAIIN X010 1HBIM i-PrOH ¢ monydyennem CoenuHeHus 2a B BUIE
TBEPJIOTO BEIIECTBA CBETIO-KenToro eeTa. (16,5 r, Berxon: 74%).

Coenunenne 2a (12 r, 32,5 mmomns, 1 3kB.) pactBopsimx B 1200 mn TI'®, obpadatsiBanu NaH (60%-nHas
JUCTIEpCHsT B MUHEpalbHOM Maciie, 1,56 T, 39,02 mmons, 1,2 3kB.). [lomydeHHYIO CMeCh HarpeBaiu ¢ 0OpaTHBHIM
XOJOAWIHLHUKOM B TedeHHe 2 4. IlomydeHHyI0 cMech OXJIaXKAaiH A0 K.T. Peakmurio MeIJIeHHO TacWiId BOMO,
MIPOBOAVIIN dKcTpakiuto ocpeactBoM EtOAc. OObeqMHEHHBIH OpraHNYeCKHd CJION TPOMBIBAIH COJIEBBIM Pac-
TBOPOM, CYIIJIM HaJ 0€3BOJHBIM CyJIb(haToM HATpHs, (GMIBTPOBAIN W KOHIEHTPUPOBAJIH C ITOJydYCHHUEM Maciia
KopuuHeBoro nsera. [IpoBoammu oumctky Ha kosonke (II9/DA =20/1-5/1) ¢ momyuennem CoenuneHHs 3a
(5,5 1, BBEIXO: 59%)).

K pacrBopy Coenunenus 3a (5,5 r, 19,1 mmoms, 1 3kB.) B 100 M IXM nmobansmn m-CPBA (6,5 T,
38,2 MMouh, 2 9kB.). [lomydeHnyto cMech iepeMeInnBaiy B TeueHne 18 4 npu k.T. PeakumonHyio cMech pa3das-
JSUTA BOJOHM, TIOJBEPTaiH dKCTpakiuu mocpenctBoM JIXM. OObeaAMHEHHbBIH OpraHuYecKUil CIIOW MPOMBIBAIH
COJICBBIM PacTBOPOM, CYIIMIHM HaJl 0€3BOIHBIM Cynb(aToM HATpHs, QIITPOBAIN W KOHIICHTPUPOBAJIH C MOIY-
YeHHEeM Macia KopudHeBoro nBera. [IpoBogmmm ouncTky Ha kojionke (IT9/9A = 5/-1/1) ¢ nonyuennem Coenu-
Herns 4a (5,2 T, Beixoa: 89%).

PactBop Coenunenus 4a (4 t, 13,1 Mmoub, 1 3kxB.) B 70 Ma1 Ac,O HarpeBaim ¢ 0OpaTHBIM XOJIOAWIEHUKOM
B TeueHue 18 4. Bce meryune BemecTBa yaausiid Mo BaKkyyMoM. I1ody4eHHBIA 0CTaTOK pa30aBisLTi MOCPEACT-
BoM MeOH, u noBoaunu pH no 7-8 nocpenctsom Et;N. IloxydeHHyro cMech epeMenIBaii B TeUeHUe 4 4 npu
K.T. PeaknimoHHy0 cMech pa30aBIIsiii BOAOH, MoABEpTaiu dKcTpakiuu nocpeactsoM EtOAc (3x150 mur). O6be-
JMHEHHBI OPTaHUYECKUI CJION IPOMBIBAIIM COJIEBBIM PAaCTBOPOM, CYIIMIIM HaJl O€3BOIHBIM CYJIb()ATOM HATpH,
(UIBTPOBAIM M KOHIEHTPUPOBAJIH C IOJYyYEHHUEM Macia KOPHYHEBOTO I1BeTa. I[IpOBOMMIIM OUYMCTKY MOCPEACT-
BOM KoJIoHO4HOH xpomatorpaduu (II9/9A = 5/1-1/1) ¢ nonyuennem Coenunenus 5a (0,6 T, Berxoa: 15%).

MC (M2P) m/z (M+H)" 305.9.

Coenunenue 588 nonydamu u3 Coenunenus S5a B Tpu cTaguu myteMm coderanus no Cysyku ¢ CoequHeHu-
eM 8 ¢ mocienyrommM coderanneM mo Cy3yku ¢ CoenmnnenueM 10 u 3aTeM CHATHS 3alIUTH ¢ OCH3WIILHOHN TPYII-
bl ¢ ucnoib3oBanueM KO-t-Bu B JIMCO.

'H IMP (JIMCO-dg, 400 MI'n): & 14,37 (s, 1H), 8,33 (s, 1H), 8,28 (s, 1H), 7,94 (s, 1H), 7,68 (d, J=8,4 I',
2H), 7,57-7,51 (m, 3H), 3,88 (s, 3H).

Counb HCI - Coennnenne 588a: 'H SIMP (IMCO-dg, 400 MI'): & 8,38 (s, 1H), 8,28 (s, 1H), 7,94 (s, 1H),
7,69 (d, J=8,8 ', 2H), 7,57 (d, J=8,8 I'y, 2H), 7,50 (s, 1H), 3,88 (s, 3H).

MC (U2P) m/z (M+H)" 376,0.

CoenuHennst 657 u 658 mosydanu mytem B3aumoneicTBus Coemnmnenus 588 c¢ stumitomumom u NaH B
JIMO®A.

Coemuuenne 657: 'H SIMP (JMCO-dq, 400 MI'n): & 8,62 (s, 1H), 8,18 (s, 1H), 7,90 (s, 1H), 7,64 (d,
J=8,8 I'u, 2H), 7,55 (d, J=8,8 I'y, 2H), 7,42 (s, 1H), 4,44 (q, J=7,2 'y, 2H), 3,88 (s, 3H), 1,53 (t, J=7,2 T'm, 3H).

Coemuuenne 658: 'H SIMP (JJMCO-dq, 400 MI'n): & 8,27 (s, 1H), 8,26 (s, 1H), 7,92 (s, 1H), 7,68 (d,
J=8,8 T'u, 2H), 7,55 (d, J=8,8 I'y, 2H), 7,51 (s, 1H), 4,72 (q, J=6,8 T'y, 2H), 3,88 (s, 3H), 1,40 (t, J=6,8 I'y, 3H).
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Ionyuyenne CoenuHeHUs 660

=N
Br\(iN Bn PMB, N,
N 1nb0# t-BuOK, ,EI,IVICO T¢Y 105°C
TI'¢ O
Pd-118, K3PO,,
anokcan/Hz20, 95°C
OCF;,

OCF; OCF,4 OCF;
9a 11a 12a CoepnuHenue 660

K pactBopy Coenunenus 9a (1,8 r, 3,88 Mmmoub, 1 9kB.) B muokcane/H,O (72 M, 006./06. = 5/1) noGasisiu
K3POy4 (1,6 T, 7,76 Mmomb, 2 3kB.), Coenunaenune 10b (1,47 1, 4,66 mmoinb, 1,2 5kB.) u Pd-118 (125 wr,
0,19 mmomm, 0,05 3kB.). [TomydeHHYIO CMeCh MPOIYBAIM a30TOM M 3aTeM HarpeBaiw npu 95°C B Tedenue 8§ d.
CMech oxXJaxIand 10 K.T., pa30aBJIsiTd BOJOW, OJBEPTany dKcTpakuuy nocpeactsoM EtOAc. OO0benuHEHHBIH
OpPTaHMYECKHH CIIOM MPOMBIBAIN COJEBBIM PAacTBOPOM, CYIIHIN Han O6e3BomHBIM Na,SO4 UM KOHIEHTPUPOBAIN
o1 BakyyMoM. [ToJTydeHHBII OCTaTOK OYMINAIH IOCPEICTBOM KoJOHOYHOH Xpomarorpaduu (II9/2A = 1/1) ¢
noyuennem CoenuaeHus 11a B Buae TBepaoro Bemectsa oenoro usera (1,3 r, Berxoa: 59%).

K pactBopy Coenunenus 11a (1,3 1, 2,27 mmons, 1 3kB.), AIMCO (1,77 1, 22,76 Mmmomnb, 10 3kB.) B TT'®
(75 M) nobasmsiu t-BuOK (5,1 1, 45,4 mmons, 20 3kB.) npu 0°C. IlomydeHHyI0 cMech IEpeMeIINBaIi B aTMO-
cdepe KuciIoposa MpH K.T. B TedeHUE 3 4. PeakIMoHHYI0 cMech racuiy BOJOH, IMOJBEPrajid SKCTPAKIHH TI0-
cpeactBoM EtOAc. OObeMHEHHBIH OpraHUYecKHi CJI0i POMBIBAIM COJIEBBIM PAacTBOPOM, CYLIMIM Haja Oe3-
BoIHBIM Na,SO4 M KOHIIEHTPHUPOBAIK 1O BaKyyMoM. [lorydeHHBIH 0cTaTOK OYHIANN ITIOCPEACTBOM KOJIOHOY-
Hoit xpoMaTorpaduu (I13/3A = 1/3) ¢ momyuernem HeountenHoro Coenunenns 12a (1,1 r, Berxom: 100%).

PactBop Coenunennst 12a (320 mr, 0,66 Mmmomb, 1 9kB.) B TV (5 M) HarpeBamu npu 105°C B Teuenue
34. CMech OXJaXAai 10 K.T. Bce nerydne BemecTBa yIausiid Ipy MOHKEHHOM AaBiieHUH. [loirydeHHBIH oc-
TaTOK HEHWTpaTu30BhIBIN HACHIIeHHBIM BoaH. NaHCO;, mogsepranm sxcTpakimu nocpeactsoM EtOAc. O6be-
JMUHEHHBIH OPTaHWMYECKUIN CIIOM MPOMBIBAIM COJIEBEIM PAacTBOPOM, CYIIHMIH HaJ 0e3BoMHBIM Na,SO, U KOHIICH-
TPUPOBAJIH C MOJYYCHHEM Macila KOpHYHEBOTro IiBeTa. [IpOBOIMIN OYHCTKY MOCPEICTBOM KOJIOHOYHOW XpoMma-
torpaduu ¢ nonyuennem Coenunenus 660 (180 mr, Beixoa: 75%).

'H SIMP (JIMCO-dg, 400 MTI'w): & 14,27 (yump. s, 1H), 13,00 (ymmp. s, 1H), 8,38 (ymmp. s, 1H), 8,25
(ymmp. s, 1H), 8,01 (ymmmp. s, 1H), 7,67 (d, J=8,4 T'u, 2H), 7,55 (d, J=8,4 I', 2H), 7,50 (s, 1H).

MC (U3P) m/z (M+Na)" 383.9.

Coeaunenust 659 u 661 momywanu myteM B3aumonerictBus Coeaunenus 12a c stumidogunom u NaH B
JAM®A, pa3neneHus OIy4SHHBIX ABYX NPOMEXYTOUHBIX COeTMHEHUH 1 OCIIeAyIoned 00paboTKH KaX10ro 13
HUX nocpeactBoM TDY ¢ monyyeHneM KOHEUHBIX MPOAYKTOB.

Coeunenne 659: 'H SIMP (AMCO-dg, 400 MTI'm): & 13,01 (ymmp. s, 1H), 8,65 (s, 1H), 8,09 (ymmp. s,
2H), 7,63 (d, J=8,0 I'n, 2H), 7,53 (d, J=8,0 I'u, 2H), 7,43 (s, 1H), 4,43 (q, J=7,2 I'u, 2H), 1,51 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 389.9.

Coenuuenne 661: 'H AMP (IMCO-dg, 400 MI'w): § 13,04 (br, 1H), 8,30 (s, 1H), 8,27-8,14 (br, 2H), 7,68
(d, J=8,4 T'm, 2H), 7,55 (d, J=8,4 I'y, 2H), 7,53 (s, 1H), 4,72 (q, J=7,2 'y, 2H), 1,40 (t, J=7,2 T'm, 3H).

MC (U3P) m/z (M+H)" 389.9.

Coenunenne 689 monydanu mytem B3aumoneicTBus Coenunenus 9a c (4-propdenmn)0opoHOBONH KHCTO-
TOH, KaTamuzupyemoro nocpeactsoM Pd-118/K;P0O,4 B muokcane/H,O npu 90°C ¢ mocneayronum CHITHEM 3a-
IIUTHI ¢ OCH3WIBHOM TpynIbl nocpeacTsoM t-BuOK ¢ mosryyeHneM KOHEUHOTO MPOAYKTa.

'H SIMP (CDCls, 400 MT'n): & 8,08 (s, 1H), 7,59-7,52 (m, 4H), 7,39 (d, J=8,4 I'u;, 2H), 7,19 (t, J=8,4 T',
2H), 7,08 (s, 1H).

MC (M3P) m/z [M+H]" 390,0.

ITpumep 5-L. Cunres Coezu/IHeHI/IH 617.

1 B N;—/\NH "\
r -
HCOOH \(i POCI, Bf\(ﬁ Etl B X N~Et Naome
——»
—
06p XO1. o 00p.xon. Nl KzCOs, MDA, 60°C | N/ - MeOH
3

B(CH
<) YI enss JTI
Nz\
OCF
Br SN N~gt BOLIH HBr ° ¢
\ Pd(dppf)Cly, NasCOs
Z /

N 100°C Cu(OAc Py, PyNO OM3/H:0, 06p. xon.

MC 4A, OXM, Oz, k. T.
5 6 OCF3 OCF4

8 CoepuHenne 617
K pactBopy Coenunenns 1 (10 T, 37,8 mmous) nodasmsim 20 mn HCOOH. IonydeHnyro cMech HarpeBaiu
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C 0OpaTHBIM XOJIOMWJIEHUKOM B TedcHUE HOUM. CMech KOHIICHTPHPOBAIH, OYHIIATH MOCPEIACTBOM KOJIOHOYHOMN
xpomarorpacun Ha cuirkarene (JJXM:MeOH = 5:1) ¢ noixyuernem Coenunenus 2 (8 r, Beixoa: 99%).

Cwmech Coenunenus 2 (8,0 T, 37,4 mmoib) B POCI; (10 M) HarpeBaiii ¢ 0OpaTHBIM XOJIOAUILHUKOM B Te-
yerne 3 4. [lomydeHHyI0 cMech OXJIaXKIaln A0 K.T. 3aTeM CMECh MEIJICHHO MPUIMBAIH K BoJie, JoBoawim pH 1o
7-8 nacwimeHHsIM BogH. NaHCOj3, mpoBoammy skcTpakiyio mocpenctsoM EtOAc. OO0bemuHeHHBIH opraHude-
CKHI CITO¥ MTPOMBIBAIM COJIEBBIM PACTBOPOM, CYIIHIIN HaJ 0e3BogHBIM Na,SO4 u KoHIeHTpupoBanu. [TomydeH-
HBI OCTATOK OYHINAIH MOCPEACTBOM KOJIOHOYHOM Xpomarorpaduu Ha cumkarene (IT9:9A = 2:1-1:1) ¢ momy-
yerneMm Coenmuaenus 3 (4,57 r, Berxoa: 53%).

CoenuHenus 4-8 mMoTydyany cOrJacHO METOJUKAaM, aHAJIOTHYHBIM OMMUCAHHBIM B ipuMepe 5-F.

Coenunenne 617 momyyanu B BUIE TBEPAOTO BelecTBa Oeyoro mnserta myteM codetanus no Cysyku Co-
enuHeHus 8 ¢ CoemuHEeHNEM 9 COTJIACHO CTAHAAPTHOW METOAMKE, OIMTUCAHHOW B HACTOSIIEM TOKYMEHTE.

AnbrepHatuBHbI cuHTe3 CoenuHeHus 617.
B(OH)Z

Bn\ Bn.
cl NH OCF
HCOOH 3
N/ o ﬂ,MCDA EtOH 095G N/ o o) CU(OAC)2 Py, PyNO
O2, OM®A, 90°C
1a 3a 4a

Bn_
N

Br- N
Y Lo ]@ JTI
N o) 0 JZIMCO t-BuOK Etl NaH

Pd(dppf)CIz K,COy
OM3/H20, 06p. xon.

——» CoeauHeHue 617
02 TTro

OCF;3 OCF;3
6n OCF;3

8a
9%

[ToapoOHas MmeToMKa anbTepHaTUBHOTO cuHTe3a CoenuHenus 617 onucaHa BBIIIE.

'H SAMP (IMCO-dg, 400 MI'n): & 8,41 (s, 1H), 8,36 (s, 1H), 8,06 (s, 1H), 7,78 (s, 1H), 7,65 (d, J=8.,8 T,
2H), 7,54 (d, J=8,8 I'u, 2H), 4,45 (q, J=7,2 I'y, 2H), 3,86 (s, 3H), 1,40 (t, J=7,2 T'u, 3H).

Coenunenne 618 mosrydanu mytem codetanus mo Cy3yku CoenuHenus 6 ¢ CoemuHeHHEM 9 ¢ TIOCTIEIYIO-
MM KUCJIOTHBIM THIPOJIU30M IocpencTeoM HBT.

'H SIMP (CDCls, 400 MT'n): & 8,20 (d, J=6,4 T'ui, 1H), 7,93 (s, 1H), 7,38 (s, 1H), 4,56 (d, J=7,2 I'n;, 2H),
3,95 (s, 3H),1,53 (t, J=7,2 ', 3H).

MC (U3P) m/z (M+H)" 244.1.

ITpumep 5-M. Cunre3 Coenunenus 619.

=N
NH, NaNO,, \ N= N
Bra A N2 HgO HCI A NaOMe N Etl, ch03
| pZ / JJ,MtDA 70°C / _- AUETOH, 06p Xon.
N Br
1
> N
N—N N—N N=l \
\ W N\/
Br [ N + Br A N . Br\@
NZ >0 NZ o7 N
4A 4B ac

B(OH), >

N-N NfN
A
;¢ “CL ¢ %
N-N |
BOAH. \
Her g AN ogts N

A — - Pd(dppf)Cl,, KoCO3
100°C | Cu(OAG),, Py, PyNO AM3/H20, 06p. xon.
MC 4A, OXM, Oz, k. T.

Iz

5A OCF; OCF,

7A CoepauHeHue 619
PactBop NaNO, (7,8 r, 113,3 mmomns) B Bome (30 mur) mo karuissm noGasisuin B pactBop CoemuHeHus 1
(20 1, 75,5 mmomw) B 2H. cosstHo# kucnote (100 mi) mpu 0°C u mepemermmBany B Teuenue 1 1 mpu 0°C. TTomy-
YEHHBIH 0CaI0K (GMIBTPOBAIH, TPOMBIBAJIH JISASTHON BOJOW M CYIIWIN IO BaKyyMoM ¢ monmydenneM CoennHe-
Hus 2 (17 1, Beixox: 82%) B BHIE TBEPAOTO BEIIECTBA JKEITO-KOPUIHEBOTO IIBETA.
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Coenunenust 3, 4A-4C, 5A u 7A mnodyyaid COrjacHO METOJIMKaM, AHAJIOTMYHBIM OMUCAHHBIM
B pumepe 5-F.

Coenunenne 619 momyuanu mytem codetanus mo Cy3ykm CoenamHenus 7a ¢ CoequHEHHEM 8 COTIIACHO
CTaHIAPTHON METOIUKE, OIICAHHON B HACTOAIIEM JOKYMEHTE.

'H SIMP (CDCls, 400 MTI'ny): & 8,08 (s, 1H), 7,84 (s, 1H), 7,52 (d, J=8,0 'y, 2H), 7,38 (d, J=8,4 I'n;, 3H),
4,78 (q, J=6,8 T'm, 2H), 3,99 (s, 3H), 1,74 (t, J=6,8 'y, 3H).

Coenunenne 620 MOJIyJaau COTIaCHO METOUKE, AaHATIOTMYHOM onrcanHou 1y cuaTe3a Coenuaenus 619,
C UCTIOJIh30BaHUEM BOC-3aIUIIIEHHOTO CIIOKHOTO dhupa 60pOHOBOI KUCIOTH BMecTo CoemuHeHMs 8.

'H SIMP (CDCls, 400 MTI'): & 12,99 (s, 1H), 8,34 (s, 1H), 8,15 (s, 1H), 7,96 (s, 1H), 7,65-7,69 (m, 2H),
7,57 (d, J=8,4 I'u, 2H), 4,79 (q, J=7,2 I'y, 2H), 1,63 (t, J=7,2 I'm, 3H).

Coenunenne 624 nonydanmu n3 CoequHenus 4B cormacHo oOIeit MeToIMKe, OTTMCAHHON BBIIIIE.

'H SIMP (JIMCO-dg, 400 MI'ny): & 8,01 (s, 1H), 7,71 (s, 1H), 7,67-7,65 (m, 2H), 7,55-7,53 (m, 3H), 4,42
(q,J=7,2 T'n, 2H), 3,90 (s, 3H), 1,20 (t, J=7,2 'y, 3H).

MC (U3P) m/z [M+H]" 405,1.

Coenunenne 633 nonyuanu u3 Coequaenus 4B cormacHo oOIieii MeToiMKe, OTIMCAHHOM BBIIIC, C MMOJTyYe-
HUEeM TpoMexyrouHoro CoeauHeHUs 7B ¢ mocneayromuM ruiporeHupoBaHueM ¢ ucronb3oBanueM Pd/C ¢ mo-
Jy4eHHUEM KOHEYHOTO MPOAYKTA.

'H SIMP (CDCls, 400 MT'): & 7,46 (d, J=8,8 I'i, 2H), 7,37-7,33 (m, 3H), 6,50 (d, J=7,2 ', 1H), 4,60 (q,
J=7,2Tn, 2H), 1,64 (t, J=7,2 Ty, 3H).

MC (U3P) m/z [M+H]" 324.9.

Coenunenne 625 nomydanmu n3 Coequnennst 4C coriacHo oOIIe METOIUKE, OTTMCAHHON BBIIIIE.

'H SIMP (JIMCO-d,, 400 MI'nr): & 8,47 (s, 1H), 8,13 (s, 1H), 7,90 (s, 1H), 7,71-7,69 (m, 2H), 7,59 (d,
J=8,4 T, 2H), 4,86 (q, J=7,2 'y, 2H), 3,91 (s, 3H), 1,52 (t, J=7,2 T'y, 3H).

MC (UDP) m/z [M+H]" 405.1.

Coenunenne 630 momyyann u3 Coennnenust 4C coriacHO 00IIeH METOIHMKE, OMMMCAHHOM BEINIE C MOJTyde-
HUEM npoMexxyTodHoro Coeamaenns 7C ¢ MOCIEAYIONIMM THAPOTEHUPOBAHNEM C Hcmoib3oBanneM Pd/C ¢ mo-
Jy4eHHEM KOHEYHOTO MPOAYKTa.

'H SIMP (CDCls, 400 MI'n): 8 7,46 (d, J=8,8 ', 2H), 7,38 (d, J=8,8 ', 2H), 7,19 (d, J=7,2 'y, 1H), 6,93
(d,J=7,2 T, 1H), 4,92 (q, J=7,2 'y, 2H), 1,63 (t, J=7,2 T'n, 3H).

MC (U3P) m/z [M+H]" 325,1.

Coenunenne 634 momywanu nytem coderaHust mo Cysyku Coeamnenust 7C c tper-Oyrun-4-(4,4,5,5-
terpameTni-1,3,2-nnokcabopoian-2-min)- 1 H-nupason-1-kapookcunatom ¢ ucnonb3oBanuem Pd-118, K;PO,4 B
nuokcane/H,0.

'H SIMP (JIMCO-ds, 400 MI'y): & 13,1 (s, 1H), 8,47 (s, 1H), 8,23 (s, 1H), 7,93 (s, 1H), 7,71 (d, J=8,8 T',
2H), 7,59 (d, J=8,8 I'n, 2H), 4,86 (q, J=7,2 ', 2H), 1,53 (t, J=7,2 'y, 3H).

MC (U3P) m/z [M+H]" 391,1.

Cons HCl Coennnenns 634a: 'H SIMP (AMCO-d¢, 400 MTI'): & 8,36 (s, 2H), 7,93 (s, 1H), 7,70 (d,
J=8,4 Ty, 2H), 7,59 (d, J=8,4 I'y, 2H), 4,86 (q, J=7,2 ', 2H), 1,53 (t, J=7,2 'y, 3H).

MC (U2P) m/z [M+H]" 391.0.

Coenunenne 621 nonydanmu mytem Coderanus mo Cy3yku Coemmuenus 4C ¢ CoenuHeHneM 8 ¢ rmocie-
JYIOIIUM THAPOIN30M nocpenctsom HBr.

'H SIMP (JIMCO-dg, 400 MTI'y): & 11,8 (s, 1H), 8,39 (s, 1H), 8,08 (s, 1H), 7,50 (s, 1H), 4,85 (q, J=7,2 I'y,
2H), 3,91 (s, 3H), 1,52 (t, J=7,2 T'm, 3H).

Coenunenne 622 nonydanu myteM Codueranus mo Cysyku Coemmuenus 4B ¢ CoenuHenueM 8 ¢ mocie-
JYIOIIUM THAPOIN30M nocpenctsom HBr.

'H SIMP (JIMCO-dg, 400 MI'ny): & 11,66 (s, 1H), 7,96 (s, 1H), 7,64 (s, 1H), 7,13 (s, 1H), 4,31 (q, J=7,2 T,
2H), 3,90 (s, 3H), 1,15 (t, J=7,2 T', 3H).

CoenuHenne 623 moxydand B BUIE TBEPAOTO BelecTBa OEJIOTO IBETA MyTeM 3aIlUThl aMuHOTpymibl Co-
enuneHus 3 ¢ ucnonbs3oBanueM SEMCI u NaH B IM®A ¢ nocnenyronrium coderanueM mo Cy3yku ¢ Coenune-
HHeM 8 M 3aTeM ruaposusoM rnocpeacrsom HCI B MeOH.

'H SIMP (JIMCO-dg, 400 MT'nr): & 11,61 (s, 1H), 8,28 (s, 1H), 7,99 (s, 1H), 7,47 (s, 1H), 3,89 (s, 3H).

MC (U3P) m/z (M+H)" 216,9.

Coenunenue 631 nomydanu u3 CoeausHeHus 623 myTeM CHadajga 3alllUThl TPUA30JILHOTO BOAOPOJA IO-
cpenctoM Trt-Cl, 3aTtem coueranus mo Cysyku ¢ (4-(TpudTopmMeTokcH)HeHn1)00pOHOBOK KHCIOTOH C UCIOJIb-
30BaHHEM CTAHIAPTHON METOIWKH, ONMMCAHHOW B HACTOSIIEM JOKYMEHTE, C OCIECAYIONIIM CHATHEM 3aIlUTHl B
pactBope HCI/MeOH.

'H SIMP (JIMCO-dg, 400 MTI'): & 8,38 (s, 1H), 8,07 (s, 1H), 7,89 (s, 1H), 7,69 (d, J=8.,4 T'u, 2H), 7,58 (d,
J=8,4 'y, 2H), 3,90 (s, 3H).

MC (U2P) m/z [M+H]" 376.9.

CoenuHenre 632 momydasd TyTeM —B3aumMoaeWcTBusl  3-OeHsmi-7-Opom-3H-[1,2,3]rpuazono[4,5-
c|mupunua-4(5H)-ona ¢ CoenuHeHNEM 6 C MOCIEIYIONIAM CHATHEM 3allUThl ¢ BZ-rpynmsl ¢ HCMONB30BaHUEM
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Pd/C B atmocepe Bopopona (mpumepno 310 kIla (45 Psi)) npu K.T. B Te4eHHE HOYH.

'H SIMP (CDCls, 400 MI'n): & 7,67-7,60 (m, 3H), 7,55 (d, J=8,8 I'n;, 2H), 6,82 (yump. s, 1H).

MC (U3P) m/z (M+H)" 296.9.

Coeaunennie 635 momxyvanu COTJacHO CXeMe CHUHTE3a, aHaJIOTHYHON OMMCAaHHOM 11 cuHTe3a CoelnHeHUs
619, ¢ ncroIKE30BaHNEM H3OTIPOTIITIHOANIA BMECTO dTHIHOAUAA B peakuuu ¢ CoennHeHueM 3.

'H SIMP (CDCl,, 400 MTI'ny): & 8,08 (s, 1H), 7,85 (s, 1H), 7,51 (d, J=8,8 I'i, 2H), 7,37 (d, J=8,8 'y, 2H),
7,36 (s, 1H), 5,19-5,12 (m, 1H), 4,00 (s, 3H), 1,75 (d, J=6,8 I't, 6H).

CoenuHenne 676 MOyJaau COTIIACHO METOUKE, aHAIOTMYHOM onrcanHou s cuHTe3a Coenunaenus 619.
Cravana nony4anu 7-6pom-3-u3zomnponui-4-merokcu-3H-[1,2,3]tpuazono[4,5-c]mupuanH myTeM B3auMOICHCT-
Bus CoenuHeHUs 3 ¢ M30MPONMMITHOANIOM C TToCeayomuM codetanrieM 1o Cysyku ¢ CoenrHeHUEM 8, KaTan-
supyembiM Pd(dppf)Cb, u mocnmemyromuM KHUCIOTHBIM THAPOIHM30M C TMoJydeHueM |-uzompori-7-(1-mMeTni-
1H-nupazon-4-un)-1H-[1,2,3]tpuazono[4,5-clnupunun-4(5SH)-ona. Ha nocneaneit ctanuu npoBOIWIN PEAKIUIO
couetanus ¢ CoequHEHHEM 6, KaTAIM3UPYEMYIO alleTaTOM MEIH, C MOJYyYCHHEM yKa3aHHOTO KOHECYHOTO TPO-
JTYKTa.

'H SIMP (CDCls, 400 MT'nn): & 8,41 (s, 1H), 7,85 (s, 1H), 7,52 (d, J=8,4 I', 2H), 7,41 (d, J=8,4 I', 2H),
7,37 (s, 1H), 5,73~5,66 (m, 1H), 4,00 (s, 3H), 1,75 (d, J=6,8 ', 6H).

MC (U3P) m/z (M+H)" 418.9.

Coenunenue 677 monmydanu aHaloruyHo noiydeHuto CoexmHeHust 676 ¢ ucrosib3oBaHHEM 7-OpoM-1-
n3onponui-4-merokcu-3H-[1,2,3]tpuazono[4,5-cmupuayuHa B KadecTBe HCXOTHOTO BEIIECTBA.

'H SIMP (CDCls, 400 MTI'n): & 7,59 (s, 1H), 7,54 (s, 1H), 7,48 (d, 1=8,4 I',2H), 7,34 (d, J=8,4 I'n;, 2H),
7,13 (s, 1H), 4,67~4,57 (m, 1H), 4,01(s, 3H), 1,55 (d, J=6,8 ', 6H).

MC (U2P) m/z (M+H)" 418.8.

CoenuHenne 679 moyyqanu COTIacHO METOUKE, aHATIOTMYHOM onrcanHou 1y cuaTe3a CoeauHeHus 676,
C HCIIOJIb30BaHueM 7-0poM-2-(2-dTopaTin)-4-metokcu-2H-[1,2,3]tpuaszono[4,5-c]mupuanHa B Ka9eCTBE UCXOI-
HOTO BEIIECTBA B BUE TBEPJOTO BEIIECTBA OEIIOTO IBETA.

'H SIMP (JIMCO-dg, 400 MTI'): & 8,31 (s, 1H), 8,07 (s, 1H), 7,93 (s, 1H), 7,68 (d, J=8.8 T'u;, 2H), 7,58 (d,
J=8,8 I'y, 2H), 5,14 (s, 2H), 5,09-5,06 (m, 1H), 5,03-5,01 (m, 1H), 3,89 (s, 3H).

Coeaunennie 684 moyy4anu COrIacHO METOJUKE, aHATOTMUHOM onucaHHoM 1y cuHTe3a Coeaunenus 676,
C UCTIONBb30BaHUEM 7-0poM-3-(2-dropartin)-4-merokeu-2H-[1,2,3]rprazono[4,5-c]nupuanHa B kauecTBe UCXO-
HOTO BEIlEeCTBa.

'H SIMP (CDCls, 400 MI'n): & 8,47 (s, 1H), 7,87 (s, 1H), 7,52 (d, J=8,8 T'i, 2H), 7,43-7,39 (m, 3H), 5,27
(t,J=4,8 I'u, 1H), 5,22 (t, J=4,8 'u, 1H), 5,04 (t, J=4,8 I'n, 1H), 4,92 (t, J=4,8 I'u, 1H), 4,01 (s, 3H).

Coeaunennie 687 moyy4aau COrIacHO METOJUKE, aHATIOTMUHOM onucanHoM 1y cuHTe3a Coeaunenus 676,
C UCTIONb30BaHUEM 7-0pom-1-(2-dropartin)-4-meroken-2H-[1,2,3]rprazono[4,5-c]nupuanHa B kauecTBe UCXO-
HOTO BEIIIECTBA.

'H SIMP (CDCls, 400 MTI'n): & 7,60 (s, 1H), 7,54 (s, 1H), 7,50 (d, J=8,8 I'i, 2H), 7,36 (d, J=8,8 'y, 2H),
7,18 (s, 1H), 4,85 (t, J=4,8 T'm, 1H), 4,73 (t, J=4,8 'y, 1H), 4,65 (t, J=4,8 'y, 1H), 4,60 (t, J=4,8 I', 1H), 4,01 (s,
3H).

B(OH), B(OH),
Et Et
F / F /
N/N\ N’N\
F _N HCIMeOH I N dcr,
7y 9 — A
_ 9 o
PA(dppf)Cl, , K,CO e \ > Coenmnenne 680
ppPNCl, Kol Os N~ SO NET)
[M3/H;0, 06p. xon. H Cu(OAgc),, Py, PyNO

10A 1A MC 4A, IM®A, O

Cmecy Coemunenus 4A (1,0 r, 3,906 mmomnb, 13kB.), Coemunenus 9 (820 mr, 5,859 mmonb, 1,53kB.),
Pd(dppH)Cl, (287 wr, 0,391 mmons, 0,13xB.) u K,CO;3 (1,08 1, 7,812 mMmomb, 2 3kB.) B IMD/H,0 (20 mur,
00./06. = 5/1) npoxyBanu mocpenactBoMm N,. Jlanee monydeHHyto cMech nepeMmemuBanu mpu 80°C B atMocdepe
N, B Teuenne 1 1. Jfo6aBmsau 30 Mi1 BOIBI M TIPOBOAWIN dKCTpakiuio mocpeactsoM EtOAc. OObeaMHEHHBIH
OpTraHWYECKHH CIIOW TPOMBIBAIIN COJIEBBIM PAaCTBOPOM, Cymwin Haj Na,SO, 1 KoHIeHTpupoBain. [lomydeHHbIH
octaTok ounmmanu ¢ norydeHrneMm Coenunenns 10A (750 mr, Beixon: 71%).

Cwmech Coenunenust 10A (650 mr, 2,39 mmoins) B HCI/MeOH (4M, 50 mun) mepememmBanu npu 70°C B Te-
geHue Hour. CMech KOHIIEHTpUpOBaiu u noBoauian pH a0 7-8 maceimennbM Bogd. NaHCO;. CMech GuiibTpo-
BAJIM M OCTATOK Ha QUIIBTPE CYLIMIN O/ BakyyMoM c roiaydeHneM Coenunenus 11A (570 mr, Berxoa: 92%).

B kon0y BHOCHmM coeamuenue 11A (250 mr, 0,97 mmons, 1 3kB.), coemunenue 6 (260 mr, 1,26 MMoIs,
1,3 akB.), Cu(OAc), (351 mr, 1,94 mmodb, 2 3kB.), Py (230 mr, 2,91 mMons, 35kB.), mupunuH-N-okcun (184 mr,
1,94 MmOk, 2 5KB.) 1 MoJeKyspHbie cuta 4A (150 mr) B IM®A. [TonydeHHyI0 cMech IepeMelMBaIi B aTMO-
cdepe O, npu K.T. B TeueHne Houu. CMech KOHLEHTpUpoBaIH U 1o0aBsu 50 mi Boxsl. [lomydenHyio cMech
HOABEpTaiy 3KcTpakiyy nocpenactsoM EtOAc. O0beaANHEHHBIH OpraHNYecKUi cI0i POMBIBAIN COJIEBBIM pac-
TBOpOM, cymmd Haj Na,SO, n koHueHTpupoBanu. [lomydeHHbIH ocTaTok ounmiany ¢ morydeHuneM CoennHe-
aus 680 (300 mr, BeIxoa: 74%) B BHIIE TBEPAOTO BemecTBa OEIOTO IIBETA.
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'H SIMP (JIMCO-dg, 400 MTI'ry): & 8,02 (dd, J=5.,6, 8,8 I'ry, 2H), 7,89 (s, 1H), 7,71 (d, J=8,8 ', 2H), 7,57
(d, J=8,4 T'n, 2H), 7,31 (t, J=8,8 'y, 2H), 4,78 (q, J=7,2 T'u, 2H), 1,59 (t, J=7,2 T'y, 3H).

MC (U3P) m/z [M+H]" 419,0.

Coeaunennie 682 moyydaiau COrIacHO METOJUKE, aHATIOTMUHOM onucanHou 1y cuHTe3a Coeaunenus 680,
¢ ucnosip3oBanreM CoenuHeHus 4B B kauecTBe NCXOMHOTO BEIIECTBA.

'H SIMP (CDCls, 400 MI'n): & 7,53 (d, J=8,8 T'i, 2H), 7,43 (dd, J=3,2, 8,4 ', 2H), 7,36 (d, J=8.4 T'y, 2H),
7,25 -17,19 (m, 3H), 4,23 (q, J=7,2 'y, 2H), 1,24 (t, J=7,2 ', 3H).

CoenuHenne 683 MOJIydany COTIIaCHO METOUKE, aHATIOTMYHOM onrcanHou 1y cuaTe3a Coeaunenus 680,
¢ ucrnionp3oBanueM Coennaenns 4C B Ka4eCcTBE HCXOLHOTO BEIIECTBA.

'H SIMP (CDCls, 400 MTI'): & 7,93-7,90 (m, 2H), 7,53 (d, J=8,8 T'i, 2H), 7,42 (d, J=8,4 I'y, 2H), 7,34 (s,
1H), 7,19 (t, J=8,8 I't, 2H), 4,99 (q, J=7,2 T'u, 2H), 1,67 (t, J=7,2 T'm, 3H).

CoenuHenne 685 mMorydany COriacHO METOUKE, aHAIOTMYHOM onrcanHou 1y cuaTe3a Coeauaenns 680,
C HWCIOJIb30BaHHeM 4-(TpuOyTWICTaHHWI)UpUaa3uHa BMecTto CoemuHeHWs 9 ¢ KaTalM30M TIOCPEICTBOM
Pd(PPh;),Cl, B nnokcaHe mpu HarpeBaHUM ¢ OOpaTHBIM XOJIOJMJIBHUKOM B TedeHHe Houu. [locie ruaponmsa
nocpeactsoM HCI Bmecro CoennHennst 6 ucnonb3oBainy (4-3TOKCH-2-MeTHI()EHUIT)OOPOHOBYIO KHCIOTY € TO-
Jy4eHHUEM KOHEYHOTO MPOAYKTA.

'H SIMP (CDCls, 400 MTI'y): & 9,70 (s, 1H), 9,22 (d, J=5,2 T, 1H), 8,12 (dd, J=2,4, 5.4 I'n, 1H), 7,68 (s,
1H), 7,18 (d, J=8,4 T'n, 1H), 6,91-6,83 (m, 2H), 4,80 (q, J=7,4 I'u, 2H), 4,08 (q, J=6,8 ', 2H), 2,17 (s, 3H), 1,76
(t,J=7,4 ', 3H), 1,45 (t, J=7,0 ['u, 3H).

Coeaunennie 686 moyydanu COrIacHO METOJUKE, aHATOTMUHOM onucanHoM 1y cuHTe3a Coeaunenus 619,
C WCTIOJIb30BaHUEM (4-3TOKCH-2-MeTHUII(PEHMIT)O0POHOBOM KHCIOTH BMecTo CoenuHeHHs 6 ¢ TOJNydeHUEeM KO-
HEYHOTO MPOAYKTA.

'H SIMP (CDCl;, 400 MTI'ny): & 8,07 (s, 1H), 7,83 (s, 1H), 7,26 (s, 1H), 7,18 (d, J=8,8 T';, 1H), 6,88 (d,
J=2,4 T, 1H), 6,85 (dd, J=2,4, 8,8 I'u, 1H), 4,77(q, J=7,2 I'n, 2H), 4,08 (q, J=7,2 T'u, 2H), 3,99 (s, 3H), 2,16 (s,
3H), 1,75(t, J=7,2 I'u, 3H), 1,45 (t, J=7,2 T'm, 3H).

CoenuHenne 688 mMoyrydany COriacHO METOUKE, aHATIOTMYHOM onrcanHou 1y cuaTe3a Coeauaenus 619,
¢ ucrnosb3oBaHreM (4-(2-MeTOKCUAITOKCH)(hEeHNIT)00pOHOBOH KHCIOTH BMecTo CoenmnHeHUs 6 ¢ IMOJydeHHEM
KOHEYHOTO TMPOYKTA.

'H SIMP (CDCls, 400 MI'w): & 8,07 (s, 1H), 7,84 (s, 1H), 7,39-7,34 (m, 3H), 7,06 (dd, J=2,0, 6,8 ', 2H),
4,77 (q, J=7,2 Tu, 2H), 4,19 (t, J=4,8 T'n, 2H), 3,99 (s, 3H), 3,79 (t, J=4,8 I'u, 2H), 3,48 (s, 3H), 1,74 (4,
J=7,2 T, 3H).

ITpumep 5-N. Cunre3 Coenunenus 626.

B NO. HN
N _ WO Br iSO, HNO, Br . ? 1) CH=CHMQgBr, Tr® 5, \
‘ = — 0°C I =
N 0 o
| Br 100°C, 49 5c10q T >

1 70°C, 214 90°C, 3y | Br
o]
3

5
B(OH)2

Et,
Etl, K2cos NaOMe F. N
aueToH, 60°c JJ.MtDA | \ BOLIH HBr
4>-
Pd-118, Na,COs N 06p XOn.

anokcaH/H:0, 06p. xon.

B(OH) F \N i

? \

| A
OCF; N7 0
1
Cu(OAc),, Py, PYyNO,
MC 4A, OXM, O,
OCF,

CoenuHeHune 626

K pactBopy Coenunenus 1 (40 r, 186,8 mmons) B TOY (200 mi1) MenneHHO J00aBIISUIHA TEPOKCHIT BOJAOPO-
na (30%, 35 mm). [Momyuennyro cmechk nepememmBany mpu 70°C B Tedenue 2 4 u npu 90°C B Teuenue eme 3 d.
[NomydeHHyI0 CMECh OXJIaXIaJU J0 K.T., @ TIOCIIe 3TOr0 HaJMBaJIX Ha pas3apoOseHHsli en. [lomydeHHyro cMech
MOBEPTaN HKCTPaKuuy rnocpeactsoM JJXM. O0beinHEeHHbIE OpraHMYeCKUe CII0M MPOMBIBAIH BOAH. Na,S,05 u
COJIEBBIM PacTBOPOM, CyHIMJIH Haja 0e3BogHbIM Na,SO,4 M KOHIEHTPUPOBAIN I0J] BaKyyMoM ¢ noiydenueM Co-
enuHeHUs 2 (45 T, BBIXOA: 96% HEOUYHINEHHOTO BEIISCTBA), KOTOPOE HEIMOCPEACTBEHHO UCIONB30BAIM Ha CIic-
JyIOIIeH CTaauH.

Coenunenue 2 (45 r, 180 MMOJIb) IpH TIEpeMEIIUBAHUH 100ABISUIN K CMECH KOHLICHTPUPOBAHHOH CEpHOM
kucnoThl (200 Mi1) ¥ AbIMsIIel a3oTHOW KUCTHOTHI (150 mur) ipu k.T. [Tomydennyro cmech HarpeBanu 1o 100°C u
3aTeM IepeMermmBaiy B TeueHne 2 4. [loaydeHHoN peakIMmOHHONH CMeCH MO3BOJIUIM OCTHITH A0 K.T. U 3aTE€M €€
HaJIMBAJIM Ha pasnpoOieHHbiil nea. [lomydeHHyo cMech HeWTpamu3oBaiau mocpenctsomM NH3.H,O B nemsHo#
6ane. Ocanok GuIbTpOBaIM W MpoMbIBIA TocpeacTBoM I1D ¢ momydennem Coemunenwst 3 (29,6 T, BBIXOI:
56%).
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Coenunenue 3 (18 1, 60,84 MMoI1b) OpLUSIMU 100ABISLIH K epemenrBaeMomy PBr; (46 mur) mpu 0-5°C.
[Momydennyro cMech nepemennBaiy npu 5°C B TeueHHE MPUMEPHO 7 U ¥ 3aTeM €€ HaJIMBaJId Ha pa3apOoOIeHHBIN
Je] ¥ TOABEpTraly 3KCTpakiuu rnocpeactBoM DA. OObeIUHEHHBIE OPraHUYECKHE CIIOHM MPOMBIBAIM COJIEBBIM
pacTBOpoM, Cymuin Hax 6e3BoaHbIM Na,SO4 M KOHIIEHTPUPOBAIIHM 0] BAKYYMOM C MOTyYE€HHEM HEOUHIIEHHO-
IO TIPOAYKTA, KOTOPBIA OYHIIIAN ITOCPEICTBOM KOJIOHOUHOU ¢ummi-xpoMartorpaduu (IT3:9A = 10:1) ¢ momyde-
uauem Coenunenns 4 (10 r, Berxon: 59%).

Coenunenns 5-10 momydanu coriacHO o0IIel MeToIuKe, omucanHou it cuaTe3a CoequHeHns 48.

Coeaunenne 626 nonydany myteM Coderanus mo Cy3yku Coenunennit 10 u 11.

'H IMP (CDCls, 400 MI'ny): 8 7,51 (d, J=8,4 ', 2H), 7,44~7,41 (m, 2H), 7,32 (d, J=8.,4 T, 2H), 7,14 (t,
J=8,4 T'u, 2H), 6,94 (d, J=2,8 I', 1H), 6,91~6,89 (m, 2H), 3,67 (q, J=7,2 ', 2H), 1,10 (t, J=7,2 T'u, 3H).

MC (U3P) m/z (M+H)" 417,1.

IIpumep 5-O. Cunre3 Coenunenus 656.

H Et OH Et
N Etl, KsCOg N CHx(COOH)2 (1,2 3xB.) N CICOOEt, T9A
OHC ] ——— orc —> P F —_—
N\t auerom, op. xon. \ Il Munepuaun, Py, o6p. xon. | /) aueron, NaNs
3

B(OH)Z Et

OCF3 |
)\/\L) PhOPh N0
0
240°C Cu(OAc)z Py, PyNO,
MC 4A, IXM, O

5 OCF;
CoeauHeHue 656

K pactBopy Coenunenust 1 (60 r, 0,63 monp) B anerone (500 mur) modasnsmm Cs,COs (124 1, 0,38 Mob).
Jlanee k moNTydeHHOW MepemMermBaeMoil cMecu nodasisum omdtan (118 T, 0,76 moms, 61 mm). TToxyderHyto
CMech MepeMeIINBajIy MPH HArPEeBaHUH ¢ OOpPAaTHBIM XOJOIWJIHHUKOM B TedeHHe HOuHM. CMech OXJaKIald J0
K.T., QUIBTPOBAIN W BBINAPUBAIM PACTBOPHUTEINb. [10ydeHHBIH OCTATOK OYMINAIN MOCPEICTBOM KOJOHOYHOM
xpomatorpapun (I19:3A = 200:1-100:1) ¢ nomyuernnem Coequnenns 2(30 T, Berxoa: 39%).

B xon0y Baocumu Coeaunenue 2 (23 r, 187 MMoib), MaoHOBYIO KUCIOTY (23,3 T, 224 MMOIIb), MUPUAHH
(100 M) n munepuanH (22 mi). [lomydeHHy0 cMech HarpeBaiik ¢ 00paTHBIM XOJIOIMIBHUKOM B aTMocdepe a3o-
Ta B Te4eHHe HOuM. Jlasee cMech OXJIaXXJaly A0 K.T. ¥ KOHICHTPUPOBAIH IIPH NOHWXEHHOM JaBiieHuH. [lomy-
YeHHBIH 0CTAaTOK pa30aBisuTi Bogoi n gosoamnu pH no ~5 mocpencreom Boxu. HCI (2 1), momydyenHoe TBepaoe
BEIIECTBO (IIBTPOBAIN U MPOMBIBATIM HEKOTOPHIM KOJIMYECTBOM BOJBI, TIOJIyYCHHOE TBEPIOE BEIIECTBO CYIITH-
JIM TI0ZT BakyyMoM c noiryueraneM Coenunenus 3 (26,3 r, Bexoa: 85%).

B pactBop Coemunenus 3 (10 r, 73 mmonb) u TOA (11,1 1, 109,5 mmoins) B 100 mMut areToHa 1O KarisiM
nobasnsm dtrixioppopmuat (10 r, 87,6 mmoinp) ipu 0°C. Cmech nepemermmBaiu pu 0°C B Teuenue 1,5 d.
ITonydyennyio cmech no0aBisii B pactBop asmnma Harpus (14,3 r, 219 mmons) B 30 Mt ameToHa W BOIBI
(06./06. = 1/1) mpu 0°C n nepememmBanu B TeueHne 30 muH. [lanee MoydeHHYI0 CMECh HarpeBajli 10 K.T. U
nepeMeIIBagy B TeueHue eme 2 4. [losydeHHyI0 cMech HAIMBAJM Ha JICASHYIO BOJY W IOJyYSHHBIH OCaIoK
cobupanu myteM ¢unbTpoBanus. [lomydeHHOE TBepAOE BEIIECTBO MPOMBIBAIN HEKOTOPHIM KOJMYECTBOM BOJIBI
Y CYLIMJIM IO BaKyyMoM ¢ rosydenreM CoennHenus 4 (2,87 r, Beixoa: 21%).

Coenunenue 4 (2,8 v, 15 Mmonb) no6asisimu B 20 Mt qudenmnoBoro 3¢upa, ¥ MOIyYeHHYIO CMeCh Tepe-
MemuBanu mpu 240°C B Tteuenue 3 4. Jlanee cMech OXJIaxAanu A0 K.T. ¥ MOJTYYEHHBIH OCTaTOK OYHUIIAIU IO-
CpencTBOM KoJIoHOUHOM Xpomarorpaduu (ot [19:9A = 1:1 no DA:MeOH = 100:1) ¢ monyuennem CoennHEeHUS
5 (1,1 r, BeIXO: 46%).

K pactBopy Coemunenus 5 (200 mr, 1,24 mmoins) B JIXM (10 mur) no6asmsmu Coenunenue 6 (306,5 mr,
1,49 mmoup), Cu(OAc), (743 wmr, 2,48 mmons), mupuaud (1,17 t, 12,4 mmons, 1,2 M) u mupuauH-N-OKCHT
(295 wr, 3,1 MMOJIB) C TIOCTIEAYIOIIM 100aBIeHIEM MoNeKyIapHoro cuta 4A (100 Mr). TlonydeHHYIO peaKii-
OHHYIO cMech nepeMenmuBain ipu 30°C B atMocdepe Kuciopoa B TedeHue Hou. [lorydeHnyio cMech QUIbT-
poBammu n npomeiBat EtOAc; duiibTpar npoMbIBaiIM COJICBBIM PacTBOpOM, cymmin Halx Na,SO4 M KOHIEHTPH-
poBaiu 1o BakyyMoM. [1osrydeHHBII 0CTaTOK OYMINAIN IIOCPEICTBOM KOJIOHOYHOH XpoMmarorpadyy Ha CHIIHKa-
rene (I13/9A =1:1) ¢ nonyuernem Coenunenus 656 (80 mr, Berxon: 20%).

'H SIMP (CDCls, 400 MT'n): & 7,46 (d, J=9,2 T, 2H), 7,32 (d, J=8,0 I'ui, 2H), 7,10 (d, J=7.6 T, 1H), 6,93
(d, J=3,2 T'y, 1H), 6,84 (d, J=3,2 I'y, 1H), 6,45 (d, J=7,2 T'y, 1H), 4,10 (q, J=7,2 ', 2H), 1,48 (t, J=7,2 T'u, 3H).

MC (U3P) m/z (M+H)" 323.0.
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CoeguHeHune 694

K pactBopy Coennnenus 656 (1,8 1, 5,6 mmons) B IM®DA (20 mur) nobasmsum NCS (1,53 r, 11,5 Mmors).
ITomyuennyto cmech HarpeBanu npu 90°C B Teuenue 2 4. Jlanee nosyuyeHHYI CMECh IIPOMBIBAIIM BOAOH U MOA-
Bepraiy dKCcTpakinuu nocpenctBoM DA. [TomydeHHBIH OpraHUYecKHil CJIOW MPOMBIBAIA COJIEBBIM PACTBOPOM,
cymnn Hag Na,SO4, KOHIEHTPUPOBAIW TOJT BaKyyMOM. [1oJTydeHHBI HEOUHIEHHBIH 0CaI0OK OYHIIAN C TI0-
nygennem Coemurenus 7 (1,6 r, Berxon: 73%).

K pactBopy Coenunenns 7 (1,0 T, 2,56 mmoins) B MeCN (20 M) noGasmsin NBS (543 wmr, 3,07 MMoutb)
npu 0-5°C. TlomydeHHYIO CMeCh IepeMEIIUBAIN TIPH K.T. B Te€UeHHE HOYH. J{anee cMech KOHIIEHTPUPOBAIIN IO
BakyyMoM. IloydeHHBIH HEOUHIIEHHBIH 0CTaTOK ouniany ¢ monydenneM Coequnaenus § (0,5 T, Berxoa: 42%).

K nepememmBaemoii cmecu Coenunenus 8 (800 mr, 1,7 mmons) u Coequnenus 9 (530 mr, 2,55 Mmonb) B
muokcane/H,O (30 mit, 00./06. = 5:1) nodasmsumu K;PO, (720 mr, 3,4 mmons), Pd(dppf)Cl, (125 mr, 0,17 MMoIs)
B 3amuTHON atmocdepe N,. [ToxyueHHyo peaknuoHHy0 cMech HarpeBanu mpu 90°C B teueHue Houu. [lomy-
YEHHYIO CMECh MPWJIMBAIIM K BOJIE, MTOJBEpraiy sKcTpakuuy nocpencrsom EtOAc. [omydeHHsi opraHndeckuit
CJIOW TIPOMBIBAJIM COJIEBBIM PAacTBOPOM, CyHIMIH HaJ 0e3BOAHBIM Na,SO4 W KOHIEHTPHPOBAIHN I10]I BAKYYMOM,
MOJy4eHHBIH ocTaToK oynmaiy ¢ noixydeaueM Coenunenus 10 (310 mr, Beixoa: 38,8%).

Coenunenne 10 (250 mr, 0,53 MmMounb) pactBopsuin B MeOH (20 mur), no6asistmu Pd/C (30 mr) B 3amuTHOR
atMocdepe N,, MOTydeHHYIO peakIIMOHHYI0 CMECh IIepeMEIINBAIN B TEUCHHE HOYM C IMOMOIIbI0 OamtoHa ¢ Hj
npu 50°C. TlonmydeHHYIO cycneH3uio (GUIbTpoBaIHM depe3 cioi menuta. OCTaTok Ha (WIBTPE TPOMBIBATH
MeOH, o0beauHeHHbIN (GUIBTPAT KOHIEHTPHUPOBAIW IMOA BakKyyMoM. IToTydeHHBI HEOUYWIICHHBIH TPOMTYKT
ounmanu ¢ norydeaneMm Coenunenns 694 (95 mr, Berxoa: 45%).

'H SIMP (400 MI', CDCLy): & 7,57 (s, 1H), 7,49-7,42 (m, 3H), 7,29 (d, J=8,4 I', 2H), 6,93-6,90 (m, 1H),
6,89-6,84 (m, 2H), 3,96 (s, 3H), 3,86 (q, J=7,2 'y, 2H), 1,18 (t, J=7,2 'y, 3H).

MC (U3P) m/z [M+H]" 403,1.

Coeaunennie 695 moyydanu COrinacHO METOJUKE, AaHATOTMYHOM onucanHoM 1y cuHTe3a Coeannenus 694,
¢ ucrionb3oBaHueM 1-6en3mi-5-(4-(tpudpropmeroxcu)pennn)-1H-mupporo[3,2-cJmupunnn-4(SH)-ona B kayecrt-
BE€ CXOJHOI'0O BEILECTBA.

'H SIMP (IMCO-dg, 400 MT'): & 11,5 (s, 1H), 8,16 (s, 1H), 7,83 (s, 1H), 7,61 (d, J=8,8 ', 2H), 7,51 (d,
J=8,8 T'u, 2H), 7,42 (s, 1H), 7,19 (s, 1H), 6,66 (s, 1H), 3,89 (s, 3H).

IIpumep 5-P. Cunres Coenunenus 678.

EM
N=N Boc.
NzN\ N?N\ Br ‘@ H\ 0
B AN NaHBnoH B AN SEM-CLNaH | \ __"¥3A0 é,
| B LN | oA A _Bn  Pd-118KsPO,
N/ B OM®A, 100°C N/ O,Bn N O auokcan/H0
1 2 3
Boc
N N=N_ SEM HN N=N
\
NN NH Ng | NH
Boc, Boc A X

B(OH
N_SEM \ NN, SEM | |

N N="% N =
N NH N NH b hoimeon N
~ HyPdic Ny 5A e
\ . \ ~ OCFs 1CIMeOH
o N MeOH, k. T. Cu(OAc),,Py, PyNO,
4

N MC 4A, IM®A, Oz, 50°C
5 OCF3 OCF,4
6 CoeauHeHue 678
K pacreopy BnOH (2,3 1, 21,7 mmous) B IM®A (50 mi) nodasmsmn NaH (60%-Hast mucniepcust B MUHe-
paibHOM Macie, 1,5 T, 36,2 MmMoub) nipu 0°C, MOMy4eHHYIO CMECh IepeMenBany B TedeHue 30 MUH TpH K.T.,

Iz
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nobasisuin Coenuuenue 1 (5T, 18,1 MMonb), monydeHHBIH pacTBop HarpeBaiu 10 100°C B Teuenue 3-4 4, 3aTeM
racwn nocpeactsoM BogH. HCI (1H), moaBeprayim sKCTpakIuM MOcpeacTBOM DA, 00beANHEHHBIH opraHnye-
CKHUH CIIOM IPOMBIBAJIN COJIEBBIM PACTBOPOM M KOHIICHTPHPOBAIH C IOJTyY€HHEM HEOUHIIEHHOTO MPOAYKTa, KO-
TOpBIN ounIany ¢ momydenneM Coenuaenus 2 (4 r, Berxoa: 72%).

K pactBopy Coenmuenus 2 (4 1, 13,2 mmons) B JIM®DA (50 mi) nobasmsinn NaH (60%-Hast aucniepcust B
MUHEpaTBEHOM Mache, 1 T, 26,4 MMoub) ipu 0°C, MONyIeHHYIO CMECh TIepeMenTuBan B TedeHne 30 MUH TIPH K.T.
u 3areM pobasmsutn SEM-C1 (3,3 1, 19,8 MMoIT), peakiiMOHHYIO CMeCh TIepeMENINBAIN B TeueHUe 12 9 TIpH K.T.
TTony4eHHyI0 CMECh TaCHJIA BOAOH, IMOABEPTIN IKCTPAKITUH MTOCPEACTBOM DA, 00heIMHEHHBIN OpraHUIeCKUMA
CJIO¥ MPOMBIBAH COJICBBIM PACTBOPOM H KOHIICHTPHUPOBAIH C MOJYYCHUEM HEOUUIICHHOT'O MPOAYKTA, TOTyUYCH-
HBIN OCTaTOK ounmany ¢ noirydeaneM Coemqunaenus 3 (3,7 T, BeIxoa: 65%).

K nepememuBaemoit cmecu Coenunenus 3 (4 1, 9,2 mmoinb) u Coenunenus 3A (4,2 r, 18,4 mmonb) B au-
okcane/H,0 (100 mu, 00./06. = 5/1) nobasmsim K3PO4 (3,9 1, 18,4 mmons) u Pd-118 (600 mr, 0,92 MMmons) B
3amuTHOM atMochepe N,. [lomydeHHYIO peakiuoHHYI cMech HarpeBamd 10 60-70°C B Tteuenue Houu. [loiry-
YCHHYIO CMECh MPUJIMBAIH K BOJIEC, TIOJBEPTaIl dKCTPAKIUH mocpenctBoM EtOAc, MOTydeHHBI OpraHHYeCKIA
CJIOH IIPOMBIBAIM COJICBBIM PAacCTBOPOM, CYIIHIIN Haj 0e3BoAHBIM NaySO, U KOHIEHTPUPOBAIH MO BaKyyMOM,
MOJTYYE€HHBI OCTATOK OYMIIAIM TIOCPEICTBOM KOJOHOYHOH Xpomarorpaduu Ha cuinukarene (II9/0A = 5:1) ¢
nonyuenrneM Coeaunenus 4 (3 r, Bexox: 62,5%).

K pactBopy Coenunenus 4 (3 r, 5,7 mmons) B MeOH (50 M) no6asmsuin Pd/C (600 Mr) B 3aIuTHOM at-
Mocepe Np, MOTydeHHYI0 PEaKIMOHHYIO CMECh MEPEMEIINBAIA B TEUCHHE HOYH NPH moMmomw OamioHa ¢ Hj
TIPH K.T., 3aT€M CMeCh QMIBTPOBAIN Yepe3 cioi menuTa. OcraTok Ha GribTpe mpombiBaau MeOH (50 M), 00b-
¢IMHCHHBIC ()MIBTPATHl KOHIICHTPUPOBAIU O]l BAKYyMOM, MOJTYYCHHBIA HEOUHIICHHBINA MPOIYKT OYHUIIATH C
nonyyenueM Coeaunenus 5 (1,2 r, Berxoa: 48%).

K pacrBopy Coenunenns 5 (400 mr, 0,93 mmous) B JIM®PA (20 min) nobasnsuim Coenunenne SA (288 wr,
1,4 mmons), Cu(OAc), (336,7 mr, 1,86 mmois), Py (367,4 mr, 4,65 mmoins) u mupuaua-N-Oxcun (176,7 wmr,
1,86 mmoub). [lonyuyeHHYI0 peakIMOHHYIO cMech nepemernBaiy npu S0°C B TeueHHe HOUM U 3aTeM €€ MPUIIH-
BaJll K BOJIE, TIOJIBEPTAIN SKCTPAKIIMU MOCPEACTBOM DA, 0OBEAMHEHHBIN OPTaHWIECKUH CIION MPOMBIBATN CO-
JIEBBIM PAaCTBOPOM W KOHIIEHTPHUPOBAIN C TOJTYYCHHEM HEOUWIIEHHOTO MpoayKTa. [lomydeHHbIH OCTaTOK O4H-
mranu ¢ norydenueMm Coennaerns 6 (300 mr, Beixoa: 54%).

Coenunenne 6 (700 mr, 1,18 mmonb) pacteopsmn B HCI/MeOH (4M, 20 mut), TOTy4eHHYIO peaKIIMOHHYIO
CMecCh TMEePEeMEIINBATIN B TeUeHHE 1-2 4 MpH K.T. U 3aTeM yMapHuBajH pacTBOpHUTeNd. [1oydeHHBIH OCTaTOK HEil-
Tpaym30BbIBaM HachiieHHBIM BogH. NaHCO; u moaBepraiy skcTpakmuud nocpeactBoM DA. OO0bennHEHHBINA
OpPTaHUYECKUH CIIOM KOHLECHTPUPOBAIHU O] BAKYYMOM U MOJyYCHHBIH HEOUUIICHHBIH MPOAYKT IPOMBIBAIA DA
¢ monydeHneM Coenunenust 678 (260 mr, Borxon: 61%).

'H SIMP (JIMCO-dg, 400 MT'): & 8,28 (ymmp. s, 2H), 7,92 (s, 1H), 7,69 (d, J=8,4 T'u, 2H), 7,57 (d,
J=8,0 'y, 2H).

MC (U3P) m/z [M+H]" 362.9.

Coeaunennie 681 moyydanu corinacHO METOJUKE, aHATOTMUHOM onucanHoM 1y cuHTe3a Coeaunenus 678,
¢ ucrosb3oBanueM (4-propdeHmn)0opoHOBOI KUCITOTE BMecTo CoemuHeHus 3A.

'H SIMP (CD;OD, 400 MI'n): & 7,84-7,80 (m, 2H), 7,70-7,64 (m, 3H), 7,49 (d, J=8,4 T'u, 2H), 7,25-7,20
(m, 2H).

MC (UDP) m/z [M+H]" 391.0.

IIpumep 6-A. Cunre3 Coequnenns 64 (cxema XVII).

D %
PhB(OH
B XVIl-2 Bom HBr/EtOH ~ (OH)2
—_—

» _ " Pd(OAQ),n-BuPAd, | D5p o ,CHORD Py, PYNO
N Cs2C03, Tonyon/H:z0 Nig MC 4 A OXM, O;
100°C, 124
XVII-1 XVII-3 XVIi-4 Coe,qwueuwe 64

Cwmech Coenunenust XVII-1 (1,57 t, 8,35 mmons), Coemunenns XVII-2 (1,61 r, 9,19 mmons), Pd(OAc),
(0,187 1, 0,835 mmoms), mu-(1-amamantin)-H-Oytundocduna (n-BuPAd,) (0,298 1, 0,835 mmons) u Cs,COs
(8,17 1, 25,05 mmoms) B Tosryone/H,O (50 mur/10 mi1) mera3upoBaiu myTeM MpoAyBaHHs a30ToM. IloydeHHyro
cMmech Harpesanu pu 100°C B Teuenue 12 4. [Tocne oxaxxaeHUS 0 K.T. TOJIYYCHHYIO CMECh Pa30aBisLId BOJON
(30 mur), moaBepranu sxcTpakun mocpeacTBoM EtOAc (3x100 mim). OObeqMHEHHBIH OPTaHUYECKUH CITOW MPO-
MBIBAJIH COJICBBIM PACTBOPOM, CYIIMIH HaJ 0e3BOIHBEIM Na,SO, ¥ KOHIIEHTPUPOBAIH MoJ BakyyMmoM. [TomyueH-
HBIA OCTATOK OYHIIAIN TTocpeAcTBOM (pidmr-xpomaTorpadun Ha cumukarene ([19/9A = 100:1—40:1) ¢ mory4e-
auem Coenunenns X VII-3 B Bunme macia xentoro 1sera (0,8 T, Beixom: 54%).

Coemuuenne 64: 'H SMP (CDCly, 300 MI'n): & 7,50-7,47 (m, 2H), 7,42-7,34 (m, 4H), 7,12 (d, J=2,1 I'n,
1H), 6,64 (d, J=6,9 I'u, 1H), 2,72-2,80 (m, 1H), 2,05-1,96 (m, 2H), 1,80-1,63 (m, 4H), 1,52-1,47 (m, 2H).

MC (U3P) m/z [M+H]" 240,1.
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IIpumep 6-B. Cunte3 Coenunenus 65 (cxema XVIII).

A
O—siomy _ PHBOH, \
Br = . xvm2 BDL[H HBI/EtOH N~ 0
\(j\ Cu(OAc)z Py, PyNO
NP~ Pd (dppf)Clp,Na,CO4 MC 4 A XM, Oz @

06p xon.
Tonyon/Hz0, 06p. xon.
XVIII-1 XVIl-3 XVIil-4
CoenuHeHune 65

K pactBopy Coemunenuss XVIII-1 (2,1 r, 10,9 mmons) B Tomyone/H,O (60 mi, 06./06. = 5/1) moGassmu
Na,COs (1,4 1, 14,71 mmons), XVIII-2 (1,2 T, 11,99 Mmmons), a mocie atoro Pd(dppf)Cl, (812 mr, 1,11 mmois).
[TomyueHHyI0 CMech IPOXYBal a30TOM W 3aTEM HArpeBaj ¢ OOpPATHBIM XOJOAWIHHUKOM B TE€UCHHE HOYH.
CMech oxJaxaamd 10 K.T., pa30aBmsu Bomoi (50 mi), moaBepranm 3KCTpakmuu mocpenctBoM EtOAc
(3%x100 mu). OObEeTMHEHHBIH OpTaHMYECKHHA CIIOW MPOMBIBAIA COJIEBBIM PAaCTBOPOM, CYIIHIIN HaJ O€3BOJIHBIM
Na,SO, ¥ KOHIEHTPUPOBATU TOJ BakyyMoM. [loNydeHHBIH OCTATOK OYHINATU IOCPEICTBOM  (hIdmI-
xpomatorpadun Ha cumukarene (I19/9A = 100:1—40:1) ¢ nomyuenuem Coemunenus XVIII-3 B Buae macia
xenroro ngera (0,4 T, BeIxoa: 24%).

'H SIMP (CDCls, 300 MTI'): & 7,97 (d, J=2,4 T, 1H), 7,46 (dd, J=8.4, 2,4 T'i, 1H), 6,68 (d, ]=8,4 ', 1H),
3,90 (s, 3H), 3,51-3,40 (m, 1H), 2,37-2,30 (m, 2H), 2,28-1,99 (m, 3H), 1,96-1,82 (m, 1H).

Coemuuenwe 65: 'H SMP (CDCly, 400 MI'n): & 7,51-7,47 (m, 2H), 7,46-7,36 (m, 4H), 7,08 (d, ]=2,8 I'n,
1H), 6,65 (d, J=9,2 'y, 1H), 3,35-3,26 (m, 1H), 2,31-2,23 (m, 2H), 2,09-1,96 (m, 3H),1,87-1,83 (m, 1H).

MC (U3P) m/z [M+H]" 226,0.

Coeaunenue 66 mosryyaiad cOrjlacHO METOJIMKE, aHAIOTMYHOM MeTouKe nosydenus CoequHeHus 64.

'H SIMP (CDCls, 400 MT'n): & 7,51-7,46 (m, 2H), 7,43-7,33 (m, 4H), 7,09 (d, J=2,4 Tu, 1H), 6,63 (d,
J=9,6 I'u, 1H), 2,32-2,25 (m, 1H), 1,87-1,82 (m, 4H), 1,76-1,72 (m, 1H), 1,41-1,18 (m, SH).

MC (U3P) m/z [M+H]" 254,1.

IIpumep 7. Cunre3 Coenunenuii 67-76 (cxema XIX).

Boc\N N o) =
Br .:>_B' HN
PhB(OH), | N Ne/ o = N
\(l _oxx2 o XIX-4 |

N 0]
Cu(OAc)z Py, PyNO Pd(dppf)Cl,, KoCO3
OXM OM3/H20, 06p. xon.
XIX-5
XIX-3
o) N
o, N= >—-N’
N =
0 >’ = N R-C AN
R o Na,CO |
R)I\CI BN | r. L s NS0
N
XIX-5 + XM N™ 70 XIX-5+ 0" “CI nuokcan/H20
XIX-6
XIX-8
XIX-7 XIX-9

}\., R N=
N O;S\/N — N
—~NH
06p. xon. R ‘ (|? T3A, OXM R |
NS0 XIX-54+ R—p—Cl —>

XIX-5 + R-NCO —» N0

o)
XIX-10
XIX-11 Xix-12 XIX-13

Coenunenne XI1X-3 moyydanu COrIacCHO METOUKE, aHATOTHIHONW MeToanke moxydeHust CoenuaeHus V-3,
¢ ucnonp3oBanreM Coennuenus XI1X-2 pmecro CoennHeHus: V-2 B BUJE TBEPJOTO BEIIECTBA JKEITOTO IIBETA.

Coennnenne XIX-5 momaydaiu COrIacHO METOAMKE, aHATOTHYHON MeToauke mosrydenus CoeauHeHus 23,
c ucnons3oBanreM Coenunenus XIX-4 smecro Coenunenus V-4.

Coenunenne XIX-7: K nepememmBaemomy pactBopy XIX-5 (1,0 sxB.) u TOA (3 skB.) B IXM nobasmsiim
arxitopu (2,0 oxB.) no kamsm ipu 0°C. IomyueHHy0 cMech NepeMenInBaiy B TedyeHne 1 9 IpH K.T., 3aTeM
ee NMPOMBIBAJIM BOJIOW M COJIEBBIM PacTBOPOM, cymin Hax Na,SO4 1 KOHIECHTPUPOBAIH MPU TIOHKEHHOM J1aB-
nenuu. [Tomyuennslit ocratok ounmany nocpeactsoM npen. TCX (EtOAc) ¢ nomyuenuem Coenunenus XI1X-7.

Coenunenne 67: 'H SIMP (CDCl;, 400 MT'): & 8,34 (s, 1H), 7,82 (s, 1H), 7,59-7,41 (m, 7H), 6,77-6,74
(m, 1H), 2,72 (s, 3H).

Coenuuenne 68: 'H SIMP (CDCly, 400 MI'n): & 8,54 (s, 1H), 8,13 (d, J=7,2 T, 2H), 7,91 (s, 1H), 7,66-
7,43 (m, 10H), 6,78 (d, J=9,6 I'ny, 1H).

Coenuuenne 69: 'H IMP (CDCls, 400 MI'n): & 8,34 (s, 1H), 7,86 (s, 1H), 7,59-7,28 (m, 12H), 6,75 (d,
J=8,8 T'u, 1H), 4,45 (s, 2H).

Coenuuenne 72: 'H SIMP (CDCls, 400 MI'n): & 8,34 (s, 1H), 7,80 (s, 1H), 7,60-7,40 (m, 7H), 6,74 (d,
J=8,8 T', 1H), 3,15-3,10 (m, 2H), 1,81-1,72 (m, 2H), 1,481-1,40 (m, 2H), 0,98-0,93 (m, 3H).
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Coenunenne XIX-9: K pacrBopy Coempunenust XIX-5 (1,0 3kxB.) B muokcane/H,O (00./06. = 10:1) nobas-
s Na,COjs (1,5 axB.) npu nepemennBanny ipu 0°C B Teyenue 10 mun. lanee no xamisiM godasmsin Coenn-
Henue XIX-8 (1,2 axB.). [TomydeHHYI0 cMech TIepeMeNTUBaIMA PH K.T. B TedeHue 5 4. [TomydeHHyto peakIuoH-
HYIO CMeCh KOHIIeHTpupoBayd. [Tomydennusiii octratok pactnpenensin Mexay EtOAc u H,O. Opranwyueckwnii cioi
OTJEIISUTH, TIPOMBIBAIIA COJIEBEIM pacTBOpoM, cymiau Han Na,SO,, xoHeHTpupoBaiu. [lomydeHHBI HEOUH-
MIeHHBIN poayKT ountainy nocpeactBoM nper. TCX (EtOAc) ¢ monydennem CoequHennst X1X-9.

Coemunenne 73: 'H SIMP (AMCO-dg, 400 MI'm): o 8,80 (s, 1H), 8,33 (s, 1H), 8,22 (d, J=2,4 T'y, 1H), 8,01
(dd, J=2,4, 9,6 T'u, 1H), 7,57-7,52 (m, 2H), 7,49-7,45 (m, 3H), 6,58 (d, J=9,6 I'u, 1H), 4,44 (q, J=7,2 I'u, 2H),
1,36 (t, J=7,2 T', 3H).

Coenuuenue 74: 'H AMP (IMCO-ds, 400 MI'n): & 8,78 (s, 1H), 8,33 (s, 1H), 8,22 (d, J=2,4 ', 1H), 8,00
(dd, J=2,8, 9,6 T'n, 1H), 7,57-7,53 (m, 2H), 7,49-7,46 (m, 3H), 6,58 (d, J=9,6 I'u, 1H), 4,40 (t, J=6,4 I'u, 2H),
1,74-1,70 (m, 2H), 1,46-1,39 (m, 2H), 0,94 (t, J=7,2 I'u, 3H).

Coenunenne XIX-11: Cmechk Coemunenns XIX-5 (1 axB.) u Coenunenns XIX-10 (0,5 mmone/Mi) mepe-
memmBany npu 90-100°C B armocdepe N, B TeueHne Houn. CMech KOHIEHTpHpoBaau. [loxydeHHBIH ocTaTOK
ounmtanu nocpeactsoMm npen. TCX (I19: EtOAc = 1:1) ¢ nonmyuennem Coequnenns XIX-11.

Coemuuenne 75: 'H SIMP (JIMCO-dg, 300 MTI'): & 8,70 (s, 1H), 8,24-8,21 (m, 2H), 8,14 (d, J=2,4 I'n,
1H), 7,95 (dd, J=9,3, 2,4 I'n, 1H), 7,53-7,42 (m, 5H), 6,53 (d, J=9,3 I'u, 1H), 3,99-3,92 (m, 1H), 1,18 (s, 3H),
1,15 (s, 3H).

Coenuuenne 76: 'H SIMP (IMCO-dg, 300 MI'): & 8,70 (s, 1H), 8,51 (t, J=6,0 I'u, 1H), 8,20 (d, J=0,6 I'n,
1H), 8,13 (d, J=2,1 I'n, 1H), 7,95 (dd, J=9,6, 2,7 I', 1H), 7,51-7,42 (m, 5H), 6,53 (d, J=9,3 T'u, 1H), 3,31-3,24
(m, 2H), 1,12-1,07 (m, 3H).

Coennnenne XIX-13: K pactBopy Coegunenust XIX-5 (1 2xB.) B IXM (0,16 Mmonb/mit) mobasmsimu Co-
equaenne XI1X-12 (1,25 akB.) u TOA (3 skB.) npu 0°C. Jlaiee moaydeHHYIO CMECh MEPEMENINBAIU TPU K.T. B
TeyeHue Houn. CMech KOHIEHTPUPOBAIHM, Pa30aBIsUTN BOAOH, TOABEpraiy >KCTpakiuu nocpenctsom EtOAc.
OO0beIMHEHHBIA OPTaHNYECKHIA CIION MMPOMBIBAJIM COJIEBHIM PACTBOPOM, CYIIMIIHN Hall 0e3BoAHBIM Na,SO4 1 KOH-
IEHTPUPOBAIIN TTOJ BakKyyMoM. [lomydeHHbIH ocTaTok ounmani nocpeactsoM mpern. TCX (IT9:2A = 1:2) ¢ no-
nydenuem XIX-13

Coemuuenne 70: 'H SIMP (CDCls, 400 MT'n): & 8,19 (s, 1H), 8,04-8,02 (m, 2H), 7,82 (s, 1H), 7,69-7,65
(m, 1H), 7,58-7,49 (m, 6H), 7,47-7,45 (m, 1H), 7,39-7,37 (m, 2H), 6,72 (d, J=9,2 I'n, 1H).

MC (U2P) m/z (M+H)" 378,1.

Coemuuenne 71: 'H SIMP (CDCls, 400 MT'): & 8,11 (s, 1H), 7,91 (s, 1H), 7,55-7,39 (m, 7H), 6,75 (d,
J=9,6 T'u, 1H), 3,35 (s, 3H).

MC (U3P) m/z (M+Na)" 338,0.
IMpumep 8. Cunre3 Coennnennii 77-80 (cxema XX).
r* e R\
R XX-2 m
| K2COs N So
N © OM®A (bn\R
XX-1

XX-3

Coenunenne XX-3: Coemunenne XX-1 (1 2kB.), Coenunenne XX-2 (1,2 3xB.) u K,CO; (1,5 3kB.) pactBo-
psun B JIM®DA. Tlonmyuennsiit pactop nepememBain mnpu 50°C B teuenue 6 4 B atmocdepe N,. [Tomyduennyro
PEaKkIMOHHYIO cMech pa30aBisUIM BOJOH M IOJABEprajin 3KcTpakiuu nocpencrsoM EtOAc. O0beauHeHHYIO Op-
TaHUUYECKYIO (pa3y NMPOMBIBAJIIM COJIEBBIM pacTBOPOM, cymmin Hag Na,SO4 M KOHIEHTPUPOBAIH C MOJTyYCHHEM
HEOYHILEHHOTO MPOAYKTa, KOTOpBIH ouniianu nmocpeactsoMm mper. TCX (I19:5A = 1:1) ¢ nonyyennem Coenn-
HeHust XX-3.

Coenunenrie 77 modydamd — IyTeM — B3auMoJeHcTBUSA  S5-(4-dropdenmm)nupunuH-2(1H)-oma ¢
(2-6pom>THIT)OEH30I0M COTIACHO OOITeH METOIUKE, OTTMCAHHON BBIIIIE.

'H SIMP (CDCls, 400 MT'u): & 7,53 (m, 1H), 7,33-7,24 (m, 3H), 7,18-7,16 (d, J=6,8 I'u, 2H), 7,09-7,00 (m,
4H), 6,92 (d, J=2,4 I'n, 1H), 6,68-6,66 (d, J=9,6 ', 1H), 4,23-4,20 (m, 2H), 3,12-3,09 (m, 2H).

MC (U2P) m/z (M+H)" 293.9.

CoenuHenre 79 monydaiau TyTeM B3auMonehcTBus S-(4-dpropdenwmmn)mupunni-2(1H)-ona ¢ (6pomme-
THJT)OEH30JI0M COTJIACHO OOIIeH METOINKE, OTIMCAHHOM BHITIIE.

'H SIMP (CDCls, 400 MT'u): & 7,57-7,55 (m, 1H), 7,42-7,41 (d, J=2,8 T, 1H), 7,38-7,28 (m, 7H), 7,10-
7,05 (m, 2H), 6,72-6,70 (d, J=9,2 I'y, 1H), 5,22 (s, 2H).

MC (U3P) m/z (M+H)" 280, 1.

Coenunenne 78 moiydasii myTeM B3anuMmoaencTBus S-metwmupuana-2(1H)-ona ¢ (OpommeTnin)oeH3omom
COTJIaCHO OOIIeH MEeTOINKE, OTTUCAHHOM BBIIIIE.

'H SIMP (CDCls, 400 MT'n): & 7,36-7,27 (m, 5H), 7,19-7,16 (m, 1H), 7,02 (s, 1H), 6,58-6,56 (d, J=7,2 T,
1H), 5,12 (s, 2H), 2,03 (s, 3H).

MC (U3P) m/z (M+H)" 199.8.
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Coenunenne 80 momyvanau myTeM B3aumoaencTBus S-merwnnupuant-2(1H)-ona ¢ (2-6poMaTrin)deH3010M
COTJIaCHO OOIIeH MEeTOINKE, OTTUCAHHOM BBIIIIE.

'H SIMP (CDCls, 400 MI'm): & 7,31-7,21 (m, 3H), 7,18-7,15 (m, 3H), 6,70 (s, 1H), 6,54-6,52 (d, J=9,2 T'n,
1H), 4,16-4,08 (m, 2H), 3,06-3,02 (m, 2H), 1,96 (s, 3H).

MC (U2P) m/z (M+H)" 213.9.

ITpumep 9. Cunre3 Coemunenus 82 (cxema XXI).

B(OH),
O
OCF,
0 1) NH2-NH2.H,0, IMCO
S0 - 2) sog. HCI
H Cu(OAc),, Py, PyNO
_ MC 4 A, Oz, IXM
OCF; OCF3
XXI-3

CoegunHeHue 82

Coenunenne XXI-3 nomgydanu B Buje TBEPAOTO BEIECTBA KPACHOTO LIBETA COIVIACHO METOJUKE, aHAJO-
TUYHOU MeToarke noxydeHus Coenunenus X-6.

'H SIMP (CDCls, 300 MT'n): 8 7,52-7,35 (m, 5H), 7,26 (s, 1H), 6,82 (d, J=8,1 ', 1H), 2,37 (s, 3H).

K pactBopy Coemunenuns XXI-3 (500 mr, 1,56 mmons) B 10 M JIMCO noGaBisiii ruapar ruppasnHa
(1 i) mpu 0°C. Tlomyuennyto cmech nepemernuBany npu 100°C B Teuenue 2 4. CMech 0XJIQXJaJIH, MOCIIE Yero
ee racumu BogH. HCI (1M), mepememmBany B TedyeHHEe | 4 M mojBeprany SKCTPaKIUU IOCPEACTBOM OA
(3x50 mur). OObeMHEHHBIE OPTaHUYECKUE CJIOM IMPOMBIBAJIM COJIEBBIM PAaCTBOPOM, CYLIMJIM HaJll O€3BOJHBIM
Na,SO,; u KoHueHTpupoBaiH. [loMy4eHHbI O0CTAaTOK OYHMIIAIHM ITOCPEICTBOM KOJIOHOYHOI XpomaTorpaduu Ha
cunukarene (II3/3A = 20/1) ¢ momyuernem Coemmuenus 82 (50 mr, Beixox: 11%) B Buae TBepHoro BemiecTsa
6eroro 1BeTa.

'H SIMP (CDCls, 400 MI'm): 8 7,48 (d, J=8,8 I'u, 2H), 7,37 (d, J=8,4 T'u, 2H), 7,15 (s, 1H), 7,03 (d,
J=8,0 T'u, 1H), 6,70 (d, J=8,0 I'y, 1H), 3,69 (s, 2H), 2,35 (s, 3H).

MC (UDP) m/z [M+H]" 308,1.

Coenunenre 81 B BUIE TBEPAOTO BEIIecTBa OEIOT0 I[BETA MOJYYATH ITyTeM B3aUMOJICHCTBUS WHIOIUH-2-
oHa ¢ (4-(tpudropmeTokcn)heHnT)00POHOBON KUCIOTON MPH HATPEBAHUH C OOpATHBIM XOJOIMILHUKOM B 0€3-
BotHOM JIXM B aT™Mocdepe Kucioposa B Tedenue Houn B ipucytetsun Cu(OAc), n MoekynspHoro cuta 4A.

'H SIMP (CDCls, 400 MT'): § 7,47 (d, J=8,0 T, 2H), 7,38-7,32 (m, 3H), 7,23 (t, J=7,6 T, 1H), 7,11 (t,
J=7,6 Ty, 1H), 6,80 (d, J=7,6 I'y, 1H), 3,73 (s, 2H).

MC (UDP) m/z [M+H]" 294,0.

ITpumep 10. Cunre3 Coenunenntii 83 u 84 (cxema XXII).

DY L L
\(1 PhB(OH), _ N o 1) Hz, Ni Penes, EtOH _ N 0} . N~ 0O
@ 2) pasgeneHue nocpeacTsoM @ @

Cu(OA Py, PyNO
H 0o u(OAc)2, Py, Py XupasbHoilt BOMX

MC 4 A, Oz, XM
XX111

CoepguHenne 83 CoepauHeHue 84
Rwn S SunnR

Coenunenne XXII-2 noxy4anu B BHIE TBEPJOrO BEIIECTBA OEIOTO I[BETA COTVIACHO METOJHKE, aHAJIOTHY-
Holt MeTonuke noxydenus: Coequnenus XIX-3.

Coenunenne XXII-2 (500 mr, 2,7 mMonb) pactBopsiii B EtOH, mosrydeHHbII pacTBOp TPHXIb! JAera3upo-
BaM mocpencTBoM Ar u 3ateM n00aBisuid Ni Peres. [lonyueHHYI0 cMech TIO OYSpEAM TPHKIBI JETa3upOBAIA
nocpeactBoM Ar u H,. [TomydeHHyto cMech niepeMenuBaiy pH K.T. B Teuenne 24 4 B atMmocdepe H, (mpumepno
103-138 kIla (15-20 psi)). Xoxa peakmun koHTpodupoBaiy nocpeactsoM XXMC u TCX. ITonydeHnyio peakimy-
OHHYIO CMeCh (PMIBTPOBAIM W MPOMBIBATIN MTOCPEACTBOM DA, QHIBTPAT KOHIEHTPUPOBAINA M MOTyYCHHBIH OC-
TaTOK OYHIIAIN MOCPEACTBOM KOJOHOYHOW Xpomatorpadum (ITD/DA = 3/1) u 3ateMm pasnensii MmocpeaCcTBOM
xupansHOi npen. BOXKX ¢ monydenreM IByX ONTHYECKH YUCTHIX dHaAHTHOMEepoB: CoenuHenus 83 (149 mr, BbI-
xo1: 30%) u Coenunenus 84 (30,3 mr, BbIxoa: 6%). AGCONIOTHYIO XUPATBHOCTh YKa3aHHBIX 1BYX CoennHeHMHA
HE HICHTU(DUITIPOBAIH.

Coemunenwe 83: 'H SIMP (CDCls, 400 MI'n): & 7,41-7,37 (m, 2H), 7,27-7,23 (m, 3H), 3,59-3,54 (m, 1H),
3,36-3,30 (m, 1H), 2,66-2,50 (m, 2H), 2,19-2,10 (m, 1H), 2,00-1,94 (m, 1H), 1,67-1,57 (m, 1H), 1,07 (d,
J=6,8 T', 3H).

MC (U3P) m/z (M+H)" 190,0.

Bpewms ynepxusanus (BY) B cBepxkputnueckoit pirongHoit xpomarorpadpuu (COX) = 3,99.

Coemuuenve 84: 'H SIMP (CDCls, 400 MI'n): & 7,41-7,37 (m, 2H), 7,27-7,23 (m, 3H), 3,59-3,55 (m, 1H),
3,36-3,31 (m, 1H), 2,66-2,50 (m, 2H), 2,19-2,10 (m, 1H), 2,00-1,94 (m, 1H), 1,67-1,57 (m, 1H), 1,07 (d,
J=6,8 T', 3H).

XXII-2
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MC (U3P) m/z (M+H)" 190,0.

BY (C®X)=4,18.

IIpumep 11-A. Cunre3 Coenunennit 85-87 (cxema XXIII).
cl

o~ ~o F—@—B(OH)Z

| ™ NaOMe AN NBS, CH;CN B XXIII-4
N >l AM®A l N l P Pd(PPha)s, KoCO:
N O N o) 34, N2’ 3
K M3/H20
XX1-1 XXIII-2 XXIIl-3 il 2
B(OH),
F ~ F ~
o B 1% OCFs
BoaH. HBr
N N XXIII-7
- | * HBr
N 0 N 0 Cu(OAc),, Py, PyNO
xxi-s | H MC 4 A, Oz, OXM
XXIIl-6
E
F. o OH F cl
& » S
N0 BBrs N~ ~o POCl3 N0
XM 100°C
OCF3 OCF3 OCF3
Coeaunenue 85 Coepunenue 86 Coeaunnenne 87

Coemunenne XXIII-1 (15 1, 0,1 monp) pactBopsii B O6e3BogaoM JJIMDA (80 mir) u 3ateM 100aBIsIH CBe-
JKETIPUTOTOBIICHHBIH MeTOKCcUA Hatpus (24 T, 0,44 monb). [lonydennyto cmech nepemermany npu 110-120°C B
tedenue 12 4 B atmochepe N,. CMech oXIakIain JI0 K.T., pa30aBisiu nocpeactsoM DA (800 mi1) u mpoMBIBaIH
BOJIOH M COJIEBBIM pacTBOpOM, cymwim Hax Na,SO,4, KoHIEeHTpHUpoBaid. [10ydeHHBIH 0CTATOK OYMINAIH TIO-
CpencTBOM KOJOHOYHOH (mam-xpomarorpaduu (IT9/9A = 10:1) ¢ momyuennem Coemgmnenns XXIII-2 (7,5 T,
BEIXOM: 54%) B BHIIe OECIIBETHOTO Maca.

Cwmech Coemmnennst XXIII-2 (7,4 r, 53 mmons) u N-Opomcykuuanmug (9,3 T, 52 MMoJib) B O€3BOJTHOM
CH;CN (250 mr) nepememuBanu nipu 70-85°C B Teuenne 12 4 B TemHOTe. [loiTydeHHYIO CMeCh OXJTXKIAIN JIO
K.T., KOHIICHTPUPOBAIH W TOJYYCHHBIA OCTATOK OYHUINAIH MOCPEICTBOM KOJOHOYHOW (ram-xpomarorpaduu
(IT3/3A = 50/1) ¢ monyyennem Coemunenuss X XIII-3 (8,3 1, Beixoa: 72%) B BHIC TBEpJOTrO BEIIECTBAa OEIOTO
I[BETA.

Coemunenne XXIII-3 (16,0 r, 38,2 mmons), Coemunenne XXIII-4 (13,4 r, 95,9 mmons) u K,CO; (36,6 T,
265,3 mmonb) pactBopsii B cMecu IMO/H,0 (250 mn/25 mun). TlomydeHHBIH pacTBOp TPYIKABI JETa3upoBallid
nocpencteoM N2 u 3ateM nobasmsimu Pd(PPhy), (8,5 1, 7,37 MMmons). [TonyueHHYIO peakIMOHHYIO CMECh Iepe-
mermmBaiy pu 90-100°C B teuenue 10 u B atmochepe N, v 3aTeM OXJaxaald 10 K.T., pa30aBisuId OCPEICT-
BoM AcOEt 1 ¢puinbTpoBaiIH, TOMYYEHHBIH (PHILTPAT MPOMBIBATIH COJEBBIM pacTBOpoM. OTIEICHHYIO OpraHIye-
ckyro ¢a3y cymmian Hax Na,SO4 1 KOHIeHTpupoBaiH. [10TydeHHBI 0CTATOK OYHIIAIN HOCPEACTBOM KOJIOHOY-
HoH (dm-xpomaTorpadpun (II3/3A = 20:1-5:1) ¢ momydennem Coegurenust XXIII-5 (16,0 r, Berxoa: 93%).

PactBop Coemmuenms XXIII-5 (15,0 r, 64,4 mmons) B BogH. HBr (48%, 250 M) mepemenmBany mpu
100°C B Teuenue 7 4. Jlayee MOTYy4EHHYIO CMECh OXJIAXIAIHU N0 K.T., MOJYYCHHBIH 0CaoK (GUIBTPOBAIH, IIPO-
MbIBanH Boio# ¢ momyuenneM Coenunenus XXII-6 (17,6 T, Beixom: 91%) B Buae TBepIOro BemiecTa 0EI0ro
[[BETA, KOTOPOE UCIOIB30BAIH Ha CICTYIONICH cTanu 0e3 KaKoi-1r00 JOMOTHUTEITEHON OUHUCTKH.

K pacrBopy Coeaunennst XXII-6 (4,6 T, 21 mmons) B JIXM (180 mi) nobasisimn anerar mexu(Il) (7,42 r,
41 mmos), Coenuuenns XXIII-7 (8,65 T, 42 mmons), mupuaud (10 mi), mupuaua-N-okcun (7,8 T, 82 MMoIb) U
Monekynsapueie cuta 4A (3,0 r). Tloydennyio cMech TiepeMeluBaity pu K.T. B TeueHue 38 4 B atMocdepe O,
CMech GUIBTPOBAIN; TIOTYYSHHBIH (QHIIBTPAT MIPOMBIBAIA COJICBBIM PacTBOPOM, cymmian Haa Na,SO,4, KOHIIEH-
TpupoBaiH. [1oydeHHBIH OCTATOK OYMINAIH MOCPEACTBOM KOJIOHOYHOU (ummi-xpomarorpaduu (I19/9A = 1/1)
¢ moryuennem Coenunenns 85 (3,7 r, Berxon: 46%) B BUE TBEpAOTO BEIIECTBA OETIOTO IBETA.

'H SIMP (CD;0D, 400 MI'u): 8 7,57-7,55 (m, 3H), 7,47-7,44 (m, 4H), 7,13-7,09 (m, 2H), 6,12 (s, 1H),
3,90 (s, 3H).

MC (U3P) m/z (M+H)" 380.0.

K pactBopy Coemunennst 85 (2,0 r, 5,26 mmons) B cyxom JIXM (25 mn) mo kamism aoGasimsuin BBrs
(2,63 1, 10,52 mmoms) mipu -(65-70)°C. Tlocnme mobGaBieHUs MOJYICHHYIO cMech TepeMemuBanu npu 5-8°C B
TeueHHe 12 4, HO HCXOTHOE BEIIECTBO BCe ele ocraBanoch. [lo kammsm pobaBmsum eme BBr; (5,26 T,
21 mmonb) ipu -(65-70)°C, mociie 4ero noxydeHHyro cMech nepemennBain npu 25-30°C B reuenue 24 4. lanee
cMmech oxutaxnaanu 1o 0°C B OaHe ¢ JeAsTHOW BOJIOW, TaCHIIM METAHOJIOM ITyTEM €ro J00aBJICHHUS MO KarIsIM J0
WCYC3HOBCHUS MOSBJICHUS AbIMa. J[ajee cMech KOHIIEHTPHUPOBAIIH, TOJTyUYEHHBIH OCTaTOK moAamienadnsam 10 pH
8-9 naceimennbM BogH. NaHCOs, moaBsepranu skcTpakmun mocpeactsoM DA (3x50 Mi1), MpOMBIBAIIH COJIEBBIM
pactBopoM, cymrma Hag Na,SO,, KoHIeHTpUpoBanu. [1omydeHHBIH 0CTATOK OYHMIIATIH MTOCPEICTBOM KOJIOHOY-
HOH Quni-xpomarorpadun (II9/EtOAc= 1/2) ¢ monyyenuem Coenunenus 86 (1,2 r, Berxoa: 52%) B Buzae TBep-
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JIOTO BEIIeCTBa OeJIoro 1BeTa.

'H SIMP (CD;0D, 400 MTI'y): & 7,58-7,49 (m, 5H), 7,45-7,43 (m, 2H), 7,13-7,09 (m, 2H), 6,01 (s, 1H).

MC (M2P) m/z (M+H)" 366,0.

K pactBopy Coemunenus 86 (3,3 r, 9,0 mmoins) B POCl; (60 mi) no6apmsuin N,N-mumerunanmwius (1,5 T,
12,4 mmoup). TTonyduennyio cmech nepememmuBanu npu 100°C B Tedenwe 2 9, OXJKIAIH A0 K.T., OTTOHSIIA
6ompmryto yacth POCI;, racwinu JemsHod BOJOH, 3aTeM moamienadyuBaid 10 pH 7-8 HACHIIIEHHBIM BOJH.
NaHCO; u noasepraiym skcTpakiuy nocpeactsoM DA (3x50 mur). OObeJMHEHHYI0 OpraHHYecKyo (ha3y IIpOMBbI-
BaJIU COJIEBBIM PacTBOpPOM, cymmiu Hag Na,SO, 1 KoHIeHTpupoBanu. [orydeHHbI 0CTaTOK OYHUIAIN TTOCpE-
ctBoM (pmam-xpomarorpadun (I13:3A = 5:1) ¢ nomyuernem Coemmaenus 87 (2,0 r, Beixon: 58%) B Buzme TBep-
JIOTO BEIIECTBA CBETIIO-XKEITOTO I[BETA.

'H SIMP (CD;0D, 400 MI'u): 8 7,72 (s, 1H), 7,61-7,58 (m, 2H), 7,48-7,44 (m, 4H), 7,19-7,15 (m, 2H),
6,85 (s, 1H).

MC (U2P) m/z (M+H)" 384.0.

Coenunenne 88: Coeaunenne 87 pacTBoOpsuid B 4-MeTOKcHOCH3MIaMuHE (2 MIT), IOJIYYEHHYIO CMECh Tie-
pememmBany npu 180°C B Teuenue 2,5 4 B atmocdepe N,. [Tocne oxmaxkaeHus 10 K.T. HOITYYCHHYIO CMeCh pa3-
6aBism mocpeacTBoM DA (60 mi), mpomsiBany nocpeactsoM BogH. HCI (2 M) ¢ coneBbIM pacTBOpOM, CyLIHIH
Hax Na,SO, u xoHuentpuposanu. [lomydenHslil octatok ounmanu nocpeactsom mpen. TCX (II9:0A = 1:2) ¢
noxydeHneM npomexxyrounoro Coenunenus (47 mr, Beixoa: 50%), koropoe nanee pactBopsutt B TOY (2 M) u
HepeMEIINBAaIIH NPH K.T. B TedeHue 3 4. Jlanee moiaydeHHYI0 cMech pa30aBILsui BOAOH U moammenaynBany 10 pH
8-9 nacwimenusM BoH. NaHCO;, noaBepranu sxcTpakuuu mocpeactsoM A (3x30 mur). OObeqMHEHHBIN Opra-
HUYECKHUI CIIOW MPOMBIBATH COJEBBIM PACTBOPOM, CYIIHMIN HaX O0e3BoaHBIM Na,SO, u KoHIeHTprpoBanu. [1o-
JTy4eHHBIH ocTaToK oummaiy nmocpeacrsoM nper. TCX (II9/9A = 1/3) ¢ momyaennem Coenunenus 88 (30 wmr,
BBIXOM: 79%).

'H SIMP (CD;0D, 400 MI'n): & 7,53-7,51 (m, 2H), 7,45-7,40 (m, 4H), 7,32 (s, 1H), 7,19 (t, ]=8,8 T'u, 2H),
5,78 (s, 1H).

Coenunenne 89: Cmech Coemunenus 87 (75 mr, 0,2 MMoip) B Oer3miamMute (1 MiT) mepeMemBaiy mpu
180°C B TeueHwme 4 4, 3areM €€ OXJAKIAUIA JO K.T. W OYHUINAIH TIOCPEICTBOM KOJOHOYHOW (hidmI-
xpomartorpapun (II9:AE = 1:1) ¢ nonyuennem Coenunenns 89 (80 mr, Berxoa: 90%).

'H SIMP (CDCls, 400 MT'u): 8 7,47-7,44 (m, 2H), 7,38-7,34 (m, 4H), 7,31-7,27 (m, 5H), 7,16-7,12 (m,
2H), 7,06 (s, 1H), 5,70 (s, 1H), 4,59 (t, J=5,2 I'n, 1H), 4,34 (d, J=5,2 T'u, 2H).

MC (U3P) m/z (M+H)" 455,3.

Coeaunenrie 90 moiy4aiud COTJIACHO METOJAMKE, aHAIOTMYHOW MeTonuke nonydeHusi CoenuHeHust 88, c
ucrob30BaHueM 1-(4-metokcudenmn)-N-MeTHiMeTaHaMiHa BMecTo 4-MeTOKCHOEH3MIIaMHHa.

'H SIMP (CDCls, 400 MI'ny): § 7,47-7,45 (m, 2H), 7,34-7,28 (m, 4H), 7,17-7,12 (m, 2H), 7,03 (s, 1H), 5,65
(s, 1H), 4,28 (m, 1H), 2,83 (d, J=4,8 I';, 3H).

MC (U2P) m/z (M+H)" 379,0.

Coenunenns 104 u 107-110 momyganu mocpenctBoM B3anmoaericteust Coequnenus 88 (1 9kB.) ¢ cooTBeT-
cteytommM amwxiopunom (1,1 skB.) B JIXM u mupuauae (5 3kB.). [lomydeHHYIO CMeCh TEpEeMENTUBAIH TPH
K.T. B TEUCHHUE HOYH.

Coenuuenne 104: 'H SIMP (CDCls, 400 MI'n): § 7,76 (s, 1H), 7,47 (d, J=8,8 I', 2H), 7,36-7,30 (m, 4H),
7,23-7,19 (m, 3H), 6,96 (s, 1H), 2,06 (s, 3H).

Coenuuenne 107: 'H SIMP (CDCls, 400 MI'n): & 7,78 (s, 1H), 7,47 (d, J=8,8 I'u, 2H), 7,35-7,31 (m, 4H),
7,24-7,19 (m, 3H), 6,95 (s, 1H), 2,22 (t, J=7,6 I'y, 2H), 1,59-1,51 (m, 2H), 1,36-1,26 (m, 2H), 0,89 (t, J=7,2 I'L,
3H).

Coenuuenne 108: 'H SIMP (CDCls, 400 MI'n): & 7,79 (s, 1H), 7,47 (d, J=8,8 I'u, 2H), 7,36-7,31 (m, 4H),
7,25-7,20 (m, 3H), 7,02 (s, 1H), 2,39-2,32 (m, 1H), 1,12 (d, J=6,8 I';, 2H).

Coemunenne 109: 'H SIMP (CDCls, 300 MT'n): 8 7,81 (s, 1H), 7,50-7,46 (m, 2H), 7,38-7,33 (m, 4H), 7,25-
7,21 (m, 3H), 6,97 (s, 1H), 2,24 (t, J=7,5 I'u, 2H), 1,59 (t, J=6,9 I'n, 2H), 1,32-1,26 (m, 4H), 0,89 (t, J=6,9 I'L,
3H).

Coemunenne 110: 'H SIMP (CDCls, 400 MI'n): & 7,78 (s, 1H), 7,47 (d, J=8,8 ', 2H), 7,35-7,31 (m, 4H),
7,24-7,20 (m, 3H), 6,94 (s, 1H), 2,20 (t, J=7,6 I'y, 2H), 0,93 (t, J=7,6 I'n, 3H).

Coenunenne 106: K pactBopy Coexaunenus 88 (120 mr, 0,33 mmois) B Tosyosne (3 mi1) go0aBiisuiy 1mpo-
nroHoBbIH anruapua (50 mr, 0,38 MMois). [lomydeHHyro cMech HarpeBasi ¢ OOpaTHBIM XOJOAMIEHUKOM B Te-
YeHHEe HOYM. PeakIMOHHYIO CMeCh KOHIEHTPUPOBAIM C yJalleHHeM ToJyoia. I1omydeHHBIH OCTaTOK OYMINAIIN
nocpeactsoM npen. BOXX ¢ monyuennem Coennnenus 106 (38,2 mr, Boixon: 28%).

'H SIMP (CDCls, 400 MI'w): & 7,78 (s, 1H), 7,46 (d, J=8,8 ', 2H), 7,36-7,31 (m, 4H), 7,24-7,20 (m, 3H),
6,96 (s, 1H), 2,27 (q, J=7,6 I'y, 2H), 1,11 (t, J=7,6 'u, 3H).

Coenunennst 105, 112 u 113 nmonyyanu mytem B3anmoaerictBus CoeauHeHHsI 88 ¢ COOTBETCTBYIOIIUM
xynopdpopmuarom B LIHMDS u TT'®.

Coenuuenne 105: "H IMP (CDCls, 400 MI'n): § 7,48-7,45 (m, 3H), 7,34-7,30 (m, 4H), 7,23-7,17 (m, 3H),
6,46 (s, 1H), 4,12 (d, J=6,8 I';, 2H), 1,70-1,63 (m, 2H), 0,93 (t, J=7,6 ', 3H).
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Coemunenwe 112: "H SIMP (CDCls, 400 MTI'n): & 7,49-7,41 (m, 3H), 7,34-7,30 (m, 4H), 7,23-7,16 (m, 3H),
6,41 (s, 1H), 5,05-4,98 (m, 1H), 1,26 (d, J=6,4 I'ny, 6H).

Coemuuenwe 113: 'H SIMP (CDCls, 400 MI'n): & 7,53 (s, 1H), 7,49 (d, J=9,2 T'n, 4H), 7,41-7,37 (m, 4H),
7,34 (d, J=8,4 I'n, 2H), 7,28-7,14 (m, 3H), 7,15-7,12 (m, 2H), 6,81 (s, 1H).

Coenunenne 91: K pactBopy Coenunenus 86 (250 mr, 0,7 mmoinb) B cyxoM IM®A (5 M) nobasmsuiu
BnBr (128 mr, 0,77 mmons) u Na,CO; (112 mr, 1,1 MMOIIB), TOJIYISHHYIO PEAKIIMOHHYIO CMECh TIepeMEITUBAIH
TIPH K.T. B TeUeHUE HOUH. Jlanee peaknnoHHYI0 cMech pa30aBisum BoAow (10 M), moaBepraiv SKCTPAKITUN dTH-
nanetatoM (3x30 mi). OObeIMHEHHBIH 3KCTPAKT MPOMBIBAJIM COJEBBIM PAacTBOPOM U BOJAOW, CYIIMIM Haj
Na,SO,4, KOHIICHTPUPOBAIHN C TOJyYEHHUEM HEOUYHIICHHOTO MPOAyKTa. [loaydeHHBIH HEOUHIICHHBIH MPOIYKT
ourIay nocpeactsoM ¢umm-xpomarorpaduu (I19/3A = 5/1) ¢ momyuennem Coenunenus 91 (60 mr, BBIXOI:
19%).

'H SIMP (CD;0D, 400 MI'n): & 7,59-7,56 (m, 3H), 7,53-7,49 (m, 2H), 7,46 (d, J=8,4 T'n, 2H), 7,40-7,33
(m, 5H), 7,14-7,09 (m, 2H), 6,23 (s, 1H), 5,23 (s, 2H).

MC (UDP) m/z (M+H)" 456,1.

Coenunenus 92-100 momywanu myteM B3auMopelcTBust CoenuHeHUs 87 € COOTBETCTBYIOIUM CIUPTOM
(1 2xB.) B IM®A u NAH (1,5 5kB.) 1pH K.T. B TeueHue 2 4. [lonydeHHYIO peaKIMOHHYIO CMECh TaCHIM BOJIOH U
MOBEPTAN IKCTPAKLUH TTIOCPEACTBOM DA, 1OCie Yero OpraHndeckyto (azy MpOoMBIBaIH COJIEBBIM PAacTBOPOM,
cymmau Hax Na,SO, ¥ KOHLIEHTPUPOBAIU NOoJ BakyyMoM. [lomyueHHBIN 0CTaTOK OYMIAIN MOCPEICTBOM MpETL.
TCX ¢ nosryueHuEM KOHEYHOTO MPOAYKTa.

Coemuuenne 92: 'H SIMP (CDCls, 400 MI'n): & 7,47-7,45 (m, 2H), 7,41-7,37 (m, 2H), 7,35-7,33 (m, 2H),
7,24 (m, 1H), 7,08-7,04 (m, 2H), 6,06 (s, 1H), 4,15-4,12 (m, 2H), 3,69-3,66 (m, 4H), 2,76-2,74 (m, 2H), 2,47-
2,45 (m, 4H).

MC (U2P) m/z (M+H)" 479.2.

Coenuuenne 93: 'H SIMP (CDCls, 400 MI'n): 8§ 7,47-7,45 (m, 2H), 7,38-7,32 (m, 4H), 7,23 (s, 1H), 7,09-
7,05 (m, 2H), 6,06 (s, 1H), 4,30 (m, 2H), 3,06 (m, 2H), 2,70 (m, 4H), 1,84(m, 4H).

MC (U2P) m/z (M+H)" 463.1.

Coenuuenne 94: 'H SIMP (CDCls, 400 MI'n): & 7,47-7,45 (m, 2H), 7,36-7,32 (m, 4H), 7,24 (m, 1H), 7,09-
7,05 (m, 2H), 6,04 (s, 1H), 4,11-4,09 (m, 2H), 2,98-2,93 (m, 10H).

MC (U3P) m/z (M+H)" 527.0.

Coemunenne 95: 'H SIMP (CDCls, 400 MTI'm): 6 7,47-7,45 (m, 2H), 7,37-7,32 (m, 4H), 7,26 (s, 1H), 7,11-
7,07 (m, 2H), 6,06 (s, 1H), 4,58 (m, 1H), 2,62 (m, 4H), 2,42 (s, 3H), 2,27 (m, 2H), 2,02 (m, 2H).

MC (UDP) m/z (M+H)" 463.1.

Coemuuenwe 96: 'H SIMP (CDCls, 400 MI'n): & 7,47-7,45 (m, 2H), 7,42-7,39 (m, 2H), 7,35-7,33 (m, 2H),
7,25 (s, 1H), 7,09-7,05 (m, 2H), 6,06 (s, 1H), 4,15 (t, J=4,4 I'n, 2H), 3,72 (t, J=4,4 T'u, 2H), 3,37 (s, 3H).

MC (U3P) m/z (M+H)" 424,1.

Coemuuenwe 97: 'H SIMP (CDCly, 400 MT'n): & 7,47-7,45 (m, 2H), 7,36-7,32 (m, 4H), 7,23 (s, 1H), 7,10-
7,06 (m, 2H), 6,04 (s, 1H), 4,15-4,12 (m, 2H), 3,65-3,62 (m, 2H), 3,17-3,13 (m, 2H), 2,32-2,28 (m, 2H), 2,91-
1,84 (m, 2H).

MC (U3P) m/z (M+H)" 477,1.

Coemmuenwe 98: 'H SIMP (CDCly, 400 MT'n): & 7,47-7,44 (m, 2H), 7,35-7,32 (m, 4H), 7,23 (s, 1H), 7,10-
7,06 (m, 2H), 6,04 (s, 1H), 4,22-4,19 (m, 2H), 4,10 (s, 2H), 3,73-3,71 (m, 2H), 3,62-3,59 (m, 2H), 3,11-3,08 (m,
2H).

MC (U2P) m/z (M+H)" 492.9.

Coenuuenne 99: 'H SIMP (CDCls, 400 MI'n): & 7,47-7,44 (m, 2H), 7,36-7,29 (m, 5H), 7,14-7,10 (m, 2H),
6,06 (s, 1H), 4,72 (s, 1H), 3,05-2,91 (m, 4H), 2,53-2,39 (m, 4H).

MC (U3P) m/z (M+H)" 498.0.

Coenuuenne 100: "H SIMP (CDCls, 400 MI'n): 8 7,47-7,45 (m, 2H), 7,39-7,32 (m, 4H), 7,24 (s, 1H), 7,09-
7,04 (m, 2H), 6,05 (s, 1H), 4,14-4,11 (m, 2H), 2,83-2,80 (m, 2H), 2,69 (brm, 4H), 2,49 (s, 3H).

MC (U2P) m/z (M+H)" 492.1.

Coennnenne 102: K nepememmBaemoii cmecu Coennuenust 87 (200 mr, 0,521 mmodns), denona (59 wr,
0,625 mmomp) u KsPO4 (331 mr, 1,56 MMoinb) B TT'® (5 mur) gobasmsiin Pdy(dba)s (96 mr, 0,104 mmons). TTomy-
YEHHYIO CMECh TPIDK/IBI TPOJYBAJIM a30TOM M 3aTE€M HarpeBald ¢ 0OpaTHBIM XOJIOJMIHLHUKOM B TEUCHHE HOYH.
Cmech KoHIEHTpHpoBaiH ¢ yaaneHueM TI'®, paszdasisian nmocpenacrsom H,O, monsepraim sKCTpaknuy mocpe-
ctBoM EtOAc (3x30 wmur). TTomydeHHBIH OpraHUYECKUH CIIOH TPOMBIBAU COJEBBIM PACTBOPOM, CYIIWJIM HaT
6e3BoiHBIM Na,SO, M KOHIIEHTPUPOBAIN 10 BaKyyMoM. [1oyydeHHBIH HEOUMIEHHBIH MPOIYKT OYMINAIN TI0-
cpeactsoM mpert. BOXKX ¢ monmyuyennem Coenunennst 102 (158 mr, Beixoa: 69%) B BUEe TBEpIOro BELIECTBa
JKEJITOTO I[BETA.

'H SIMP (CDCls, 400 MTI'u): & 7,53-7,42 (m, 6H), 7,35-7,33 (m, 3H), 7,30-7,26 (m, 1H), 7,14-7,09 (m,
4H), 5,82 (s, 1H).

Coeaunennie 541 mosryyanu cOrjIacCHO METOJMKE, aHAJOTMYHOM onucaHHOM it cuHte3a CoenuHeHus 85
myTeM B3auMopaencTBus 4-xmop-5-(4-propdennn)mupuana-2(1H)-ona ¢ 2-MeTHin-4-3TOKCH OOPOHOBOM KHCIO-
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TOH.

'H SIMP (IMCO-dg, 400 MI'n)): 8 7,66 (s, 1H), 7,49 (m, 2H), 7,28-7,20 (m, 3H), 6,93 (s, 1H), 6,93-6,87
(m, 1H), 6,81 (s, 1H), 4,05 (q, J=6,8 I'y, 2H), 2,06 (s, 3H), 1,33 (t, J=6,8 ', 3H).

MC (M3P) m/z (M+H)" 358,0.

Coenunenne 551 momydanu mytem B3aumoneicTBus Coenunenus 541 ¢ 2-metokcmdTanosoMm B IMDA u
KOH mpu 150°C B TeueHue HOYH.

'H SIMP (CDCls, 400 MT'u): § 7,45-7,39 (m, 2H), 7,14-7,02 (m, 4H), 6,85-6,80 (m, 2H), 6,07 (s, 1H), 4,14
(t, J=4,4 I'n, 2H), 4,04 (q, J=7,2 T'y, 2H), 3,72 (t, J=4,4 I'n, 2H), 3,38 (s, 3H), 2,16 (s, 3H), 1,42 (t, J=7,2 I'Ly,
3H).

MC (U2P) m/z (M+H)" 398.2.

Coenunenne 550 moyrydany COriacHO METOUKE, aHATIOTHYHON MeToauke cuuTe3a Coenunenus 551, ¢ nc-
HOJIb30BaHueM 4-Xj10p-2-MeTokcH-5-(1-metnin-1H-mmpazon-4-nm)nupuauna BMecto Coenunenns XXII-5.

'H SIMP (CDCls, 400 MI'ny): & 7,69 (s, 1H), 7,63 (s, 1H), 7,29 (s, 1H), 7,11 (d, J=8.4 T'n, 1H), 6,85-7,96
(m, 2H), 6,05 (s, 1H), 4,18 (t, J=4,4 ', 2H), 4,06 (q, J=6,8 ', 2H), 3,91 (s, 3H), 3,82 (t, J=4,4 'y, 2H), 3,48 (s,
3H), 2,14 (s, 3H), 1,42 (t, J=6,8 'y, 3H).

MC (U3P) m/z (M+H)" 384,1.

[Mpumep 11-B. Cunre3 Coenunenus 101 (cxema XXIV).

\ro\/‘Br Q (@]
O xxwv-2 K2CO3, MeOH
[ T - N N-cbe e e N N-cbe
N NaH/IM®A AcO HO
Cbz XXIV-3 XXIV-4

XXIv-1

OY\N'CbZ OY\NH

N\)
N N-Cbz
Ho—~/ N\
xxw4 Hz Pd/C
i NaH/J:lMtDA
OCF;

OCF5 OCF4
CoenuHenune 87
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K pactBopy Coenunenust XXIV-1 (20 r, 85,5 mmons) B JIM®PA (100 mu) nopumsimu nobasnsuin NaH
(60%, 4,1 T, 103 mmonb). [TonydeHHYIO0 cMeCh MepeMeIInBany npu K.T. B TeueHune 30 muH. Jlanee moOapmsum
Coenunenne XXIV-2 (14,3 1, 85,5 mmonb). [TomydeHHYIO peakIIMOHHYIO CMECh ITEPEMEIINBAJIN NPH K.T. B TeUe-
HUE HOYU. Peakiuio akKypaTHO TacujIM JEeIsSHON BOAOH, U 3aTeM IMPOBOAMIIHN SKCTpakuuio nocpenctsom EtOAc
(100 mMnx2). OObeMHEHHBIH OpraHMYEeCKHUi CIIOH NMPOMBIBAIN COJIEBBIM PAaCTBOPOM, CYIIWJIN HaJ 0€3BOIHBIM
Na,SO,4 1 KoHIEeHTpUpoBaIH. [[0TyIEHHBIH OCTATOK HMCIIONB30BAIA Ha CIEAYIONEH CTaAWH HETOCPEICTBEHHO
(40 1, Berxox: 140% HEOUHIIIEHHOTO BEIIECTBA).

K pactBopy Coemmnenust XXIV-3 (6,8 1, 21,25 mmons) B MeOH (50 mur) mobasmsmm K,CO; (8,8 T,
64 MmMois). [ToydeHHYIO0 cMech TIepeMeIuBaiy Mpy K.T. B TedeHue 2 4. Jlasee cMech KOHIIEHTPUPOBAIH, pa3-
6aBisn ocpencrBoM H,O, moasepranu skcrpakunu nocpeactsoM EtOAc (2x100 mur). O0beanHEeHHBIH opra-
HUYECKHUI CITOW MPOMBIBATIU COJIEBBIM PACTBOPOM, CYIIMIN HaX 0e3BoaHBIM Na,SO, u KoHIeHTprpoBanu. [1o-
Jy9eHHBIA HEOUHIIICHHBIH MPOAYKT UCIOIB30BaJN HenocpeacTseHHo (3,0 1, Bexoa: 51%).

K pactBopy Coenunenust XXIV-4 (900 wmr, 3,24 mmons) B IM®DA (10 mi) nobasmsaimu NaH (60%, 160 mr,
3,9 mmoip). [lonydeHHyr0 cMech IepeMeMBay npH K.T. B Tedenue 30 muH. Jlanee no6asisanu Coenuaenue 87
(1,251, 3,24 mmons). [TomydeHHyI0 peakIMOHHYIO CMECh IIEPEMEIIUBAIIH MIPU K.T. B TEUCHHE HOYM. AHAJIU3 HO-
cpencteoM KXMC mnokasani, 4To peakius 3aBeplmiach. Peakiuio akKkypaTHO TaCUId JeASHON BOJOW, U 3aTeEM
poBoAMIIN dKcTpakirio ocpeactBoM EtOAc (3x30 mur). OObeTMHEHHBINH OpraHUIEeCKUA CIION MPOMBIBAIH CO-
JIEBBIM PacTBOPOM, CYLIHIHN Haj O0e3BoaHbIM Na,SO, 1 KoHIeHTprpoBanu ¢ nonydeHneM Coeaunenust XXIV-6
(140 wr, Boixon: 22%).

Cwmech Coemunenns XXIV-6 (140 mr, 0,224 mmoins) u Pd/C B atanomne (5 M) nepememuBaiy B atMocge-
pe H, ipu k.T. B Teuenue 4 4. [loydeHHYI0 peakIMOHHYIO cMech (DIIIBTPOBAIN M KOHIEHTpUpoBanu. [loryden-
HBII OcTaTOK ounmiany mocpeactsoM mper. BOXX ¢ nonyuennem Coennnenns 101 (30,9 mr, Berxon: 28%).

'H SIMP (CDCls, 400 MI'n): & 7,45-7,40 (m, 2H), 7,36-7,31 (m, 4H), 7,26 (m, 1H), 7,11-7,07 (m, 2H),
6,14 (s, 1H), 4,18 (m, 2H), 3,75-3,70 (m, 4H), 3,30 (m, 2H), 3,07 (m, 2H).
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IMpumep 11-C. Cunre3 Coenunennii 117 u 118 (cxema XXV).
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Coeaunenrie XX V-6 mojy4any COrIaCHO CXeMe CUHTE3a, ONMCAHHOM BBILLE.

MC (U3P) m/z (M+H)" 231,95.

Coennnenre XXV-10 mosydamu  cOTJIaCHO  METOIHMKE, AaHAJIOTHYHOH  METONWKE  TIOMydeHUs
Coennuenns 40.

'H SIMP (CDCl;, 400 MI'n): & 7,50-7,42 (m, 2H), 7,40-7,31 (m, 4H), 7,26-7,20 (m, 1H), 7,10-7,03 (m,
3H), 3,73 (s, 3H).

Coemunenne 117: Cmecy Coemmuenus XXV-10 (1,0 r, 2,5 mmons), LiOH-H,O (1,0 T, 24 mmoinb) B
MeOH/H,0 (15 mn/3 mi1) mepeMemuBalid IpH K.T. B TeUeHHe HOYH. [1oydIeHHYI0 cMeCh YIapuBalld U 3aTeM
noakucisu mocpenctsoM BomH. HCI (2 M) mo pH 4-5 m moasepranm skctpakimu mocpeactBoM EtOAc
(330 mur). OObenMHEHHBIH OPraHUYECKUH €0 MPOMBIBAIN COJICBBIM PACTBOPOM, CYIIMJIM HaJl O€3BOJHBIM
Na,SO,4 u xonnenTpupoBaiy. [ToxydeHHBIH ocTaTOK o4HMImamy mocpenctsom npern. BOXKX ¢ momyuennem Co-
enunenus 117 (806 mr, Beixon: 83%) B BHIe TBEpIOTO BEIIECTBA OEIIOTO IIBETA.

'H SIMP (IMCO-d, 400 MI'n): & 7,80 (s, 1H), 7,72-7,67 (m, 2H), 7,57-7,53 (m, 2H), 7,43-7,38 (m, 2H),
7,25-7,20 (m, 2H), 6,75 (s, 1H).

MC (U3P) m/z [M+H]" 394,0.

Coenunenne 118: K pactBopy Coemgunenus 117 (98,2 mr, 0,25 mmons) B cyxom JIXM (40 M) moGaBisiiu
6ensmiamus (29 mr, 0,28 MMoib) ¢ nocnexytomunm gobasnernem HATU (105 wmr, 0,28 mmons) u DIEA (65 wr,
0,5 Mmozp). [lomydeHHyI0 peakKIIMOHHYIO CMECh NepeMEIINBANIM TIPH K.T. B TeyeHne Houd. CMech KOHIEHTPHUPO-
BAJIM C yJaJEHHEM pacTBOpUTENs, pazdaBisui nocpencrsoM EtOAc (50 mur), mpombiBamu 5%-HOH JIMMOHHOM
kucnotol, Hac. BogH. NaHCO; u coneBbIM pacTBOpoM, cymmiau Haj Na,SO,, KOHIIEHTPUPOBAIH C TTOTyUISHUEM
HEOUYHUIIICHHOTO NPOAYKTa. [10IydeHHBIN HEOUHMIIIEHHBIH MPOIYKT ouuInainy nocpeactsom nper. TCX (ITD:DA =
5:1) ¢ monyuennem Coequnenwst 118 (10 mr, Beixom: 8,3%) B BHIe TBEPIOTO BEIIECTBA KEJITOTO IIBETA.

'H SIMP (CD;0D, 400 MT'u): & 7,69 (s, 1H), 7,60 (d, J=8,8 T', 2H), 7,48 (d, J=8.,4 T'u, 2H), 7,34-7,26 (m,
5H), 7,12-7,10 (m, 2H), 7,02-6,98 (m, 2H), 6,69 (s, 1H), 4,38 (s, 2H).

MC (UDP) m/z (M+H)" 483.1.

O6mras metoauka mosryaenns Coenunenuit 103, 111 u 114: K emecn Coenunenust 117 (1 2kB.) B Tosryosne
no6asmsmn TDA (2,6 5kB.) 1 MostekymsipHoe cuto 4A. TlonydenHyio cMech nepememmupany npu 100°C B Tede-
Hue | 4, 3arem nobasnsutn DPPA (1,05 skB.) n coorBercTBytomuii criupt (1,2 9kB.) B 3auTHON atmMocdepe N,.
ITonydyennyio peakunoHHyto cMmech nepeMennBany npu 110°C B Teuenne Houn. CMech KOHIICHTPUPOBAJIH, pa3-

F
COOH H
F Os N
N
LiOH
— > N BnNH, | N
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6aBis mocpencteoM H,O, monsepranu skcrpakumu nocpeactsoM EtOAc. OO0bennHEHHBIH OpraHMYecKHi
CJIOW TIPOMBIBAJIM BOJIOW M COJIEBBIM PacTBOPOM, CyHIMJIM Haja 0e3BoAHBIM Na,SO4 1 KOHLIEHTPUPOBAJIH 1101 Ba-
KYyMOM, TIOJy4eHHBIH OCTaTOK odwmamy nmocpenctsoMm nper. TCX (I123:DA = 2:1) ¢ nonydyeHHeM KOHEYHOTO
MPOAYKTA.

Coenuuenne 103: "H SIMP (CDCls, 400 MI'n): 8 7,52 (s, 1H), 7,49-7,45 (m, 2H), 7,44-7,26 (m, 9H), 7,22-
7,15 (m, 3H), 6,53 (s, 1H), 5,18 (s, 2H).

MC (UDP) m/z [M+H]" 499.0.

Coemunenne 111: "H SIMP (CDCls, 400 MI'm): 6 7,47-7,45 (m, 3H), 7,33-7,30 (m, 4H), 7,21-7,17 (m, 3H),
6,50 (s, 1H), 3,76 (s, 3H).

MC (UDP) m/z [M+H]" 422.0.

Coenuuenue 114: "H IMP (CDCls, 400 MI'n): § 7,50-7,45 (m, 3H), 7,35-7,30 (m, 4H), 7,22-7,17 (m, 3H),
6,46 (s, 1H), 4,21 (q, J=6,8 'y, 2H), 1,28 (t, J=6,8 'y, 3H).

MC (UDP) m/z [M+H]" 436,1.

O6mas meroauka nomydenns: Coenmnenuii 115 u 116: K pacrBopy Coenunenust 117 (1 akB.) B TOIyone
no6asnsmu TDA (2,5 5kB.) u MosekysapHoe cuto 4A (100 mr). Tonydennyio cmech Harpesaiu g0 100°C B Te-
yerne 30 mun. [anee npoBoamwmn oxnaxaeHue 10 80°C, nob6apnsum coorBercTByrommid amuH (1,2 3xB.) u DPPA
(1,2 okB.). Ilonyyennyto cmech HarpeBasu 10 110°C B Teuenne 3 4. Cmech QUIBTPOBaIH, pa30aBIsLIM BOJIOH,
HOABEpTaiy 3KcTpakiyy nocpenactsoM EtOAc. O0beaArHEHHBIH OpraHNn4ecKHi cI0i POMBIBAIN COJIEBBIM pac-
TBOPOM, CYIIWIH Hajx 6e3BOAHBIM Na,SO4 i KOHIEHTpHUpOoBanH. [lomydeHHBIH 0CTaTOK OYHIIAIN OCPEICTBOM
nper. BOXXX ¢ mosryaeHneM KOHEYHOTO TIPOAYKTA.

Coenuuenne 115: "H IMP (400 MI'n, CDCly): & 7,46-7,44 (m, 2H), 7,35-7,30 (m, 5H), 7,20-7,15 (m, 3H),
6,09 (s, 1H), 4,77 (s, 1H), 3,13 (d, J=6,0 'y, 2H), 1,51 (m, 2H), 0,90 (t, J=7,2 ', 3H).

Coenuuenne 116: "H SIMP (CDCls, 400 MI'n): 8 7,33 (s, 2H), 7,26-7,22 (m, 5H), 7,21-7,17 (m, 6H), 7,03-
6,97 (m, 3H), 6,90 (yump. s, 1H), 4,24 (d, J=5,2 T'm, 2H).

Coenunenre 119 mosmydanu COrIacHO METOIHMKE, aHAIOTHIHOW MeTonuke monydenus CoenuHeHus 85, ¢
HCTIONIb30BaHUeEM (4-3TOKCH-2-MeTHII(PESHIIT)O0POHOBOM KHCIOTHI BMecTO X XII-7.

'H SIMP (CDCl;, 400 MI'n): & 7,38-7,34 (m, 2H), 7,13-7,11 (m, 2H), 7,08-7,04 (m, 2H), 6,84-6,78 (m,
2H), 6,10 (s, 1H), 4,04 (q, J=7,2 'y, 2H), 3,85 (s, 3H), 2,17 (s, 3H), 1,42 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 353.9.

Coeaunenust 120 mosydanu COTIaCHO METOJUKE, aHAJIOTUYHOW MeToauke noiydeHus Coenunenus 85, ¢
ucronb3oBanueM 1-metnin-4-(4,4,5,5-retpamerni-1,3,2-nnokcaboponan-2-un)-1H-mupazona Bmecro XXIII-4 B
BHUJIC TBEPJIOTO BEIIECTBA OEJIOTO IIBETA.

'H SIMP (CD;0D, 400 MI'n): & 7,61 (m, 2H), 7,47-7,43 (m, 2H), 7,38-7,33 (m, 3H), 6,07 (s, 1H), 3,93 (s,
3H), 3,91(s, 3H).

MC (M2P) m/z (M+H)" 365.9.

Coeaunenurie 121 noayyanu corjaacHO METOJMKE, aHAIOTUUHON MeTouke nonyueHus: Coennnenus 86.

'H IMP (IMCO-dg, 400 MTI'): & 7,97 (s, 1H), 7,82 (s, 1H), 7,76 (s, 1H), 7,55-7,53 (m, 2H), 7,48-7,46 (m,
2H), 6,00 (s, 1H), 3,89 (s, 3H).

MC (U2P) m/z (M+H)" 352.,0.

Coenunenwre 122 moaydany COTIaCHO METOJMKE, aHAIOTHIHON MeToauke nonydenus: Coenuaenus 87.

'H SIMP (CD;0D, 400 MI'u): & 7,88 (s, 1H), 7,81 (s, 1H), 7,68 (s, 1H), 7,59-7,57 (m, 2H), 7,48-7,46 (m,
2H), 6,84 (s, 1H), 4,90 (s, 3H).

MC (U2P) m/z (M+H)" 370,1.

O6mas meroauka nonydenus: Coequaennii 123, 126-129, 131-135, 160 u 161: Cmecy Coenunenus 122
(200 wmr, 0,542 mmonp) B coorBeTcTBYIOIeM amuHe (1 M) mepememuBany npu 130-160°C B Teuenne 4 4. Ilo-
CJle OXJIXKICHUS 10 K.T. TIOJIydeHHYIO0 cMech pa30aBisii nocpeactsoM H,O, moaBepraim sKCTpakLUK Iocpe-
crBoM EtOAc, opranuueckuii Cioif IpOMBIBAJIM BOJOH U COJIEBBIM PAacTBOPOM, CYLIHIIHM Hajx 0e3BOIHBIM Na,SOy4
U KOHLEHTPUPOBAJIH MO/ BaKyyMOM, MOJY4YEHHBIH HEOUUIIEHHBIH NPOAYKT OUHUILAIN HOCPEACTBOM KOJIOHOUHON
¢dm-xpomarorpaduu (I13: A3 = 1:3) ¢ monydyeHHEM KOHEYHOTO MPOIYKTA.

Coemmuenwe 123: 'H SIMP (CD;OD, 400 MT'n): & 7,82 (s, 1H), 7,64 (s, 1H), 7,51-7,47 (m, 2H), 7,42-7,38
(m, 2H), 7,36-7,35 (m, 5H), 7,28-7,25 (m, 1H), 5,53 (s, 1H), 4,45 (d, J=4,4 T', 2H), 3,97 (s, 3H).

MC (U9P) m/z (M+H)" 441,1.

Coenuuenne 126: 'H IMP (CDCj3, 400 MI'n): & 7,55 (s, 1H), 7,50-7,45 (m, 2H),

7,40 (s, 1H), 7,33-7,28 (m, 4H), 7,25 (m, 1H), 7,13-7,09 (m, 3H), 6,00 (s, 1H), 4,16 (s, 2H), 3,81 (s, 3H),
2,65 (s, 3H).

MC (U2P) m/z (M+H)" 455.

Coemunenne 127: '"H IMP (CDCl;, 400 MI'n): 6 7,61 (s, 1H), 7,55 (s, 1H), 7,46-7,42 (m, 2H), 7,32-7,28
(m, 2H), 7,12 (s, 1H), 6,05 (s, 1H), 3,93 (s, 3H), 2,91 (m, 4H), 1,56 (m, 6H).

MC (U2P) m/z (M+H)" 419.

Coenuuenne 128: 'H SIMP (CDCls, 400 MTI'n): 8 7,63 (s, 1H), 7,52 (s, 1H), 7,45-7,41 (m, 2H), 7,32-7,28
(m, 2H), 7,12 (s, 1H), 6,06 (s, 1H), 3,92 (s, 3H), 3,70 (m, 4H), 2,96 (m, 4H).
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MC (U3P) m/z (M+H)" 421,1.

Coemuuenne 129: 'H SIMP (CDCls, 400 MTI'): & 7,60 (s, 1H), 7,51 (s, 1H), 7,48-7,45 (m, 2H), 7,33-7,30
(m, 2H), 7,20-7,17 (m, 3H), 7,13-7,11 (m, 1H), 7,08-7,05 (m, 1H), 6,23 (s, 1H), 4,23 (s, 2H), 3,89 (s, 3H), 3,28
(t, J=6,0 I'u, 2H), 2,77 (t, J=6,0 I'u, 2H).

MC (U2P) m/z (M+H)" 467.1.

Coemunenne 131: 'H IMP (CDCls, 400 MI'n): & 7,45-7,41 (m, 2H), 7,37-7,26 (m, 6H), 7,18-7,16 (m, 2H),
7,08 (s, 1H), 7,02 (s, 1H), 5,70 (s, 1H), 4,43 (t, J=6,4 T'u, 1H), 3,88 (s, 3H), 3,42 (q, J=6,4 I'u, 2H), 2,93 (t,
J=6,4 T'n, 3H).

MC (UDP) m/z (M+H)" 454.0.

Coemunenne 132: 'H IMP (CDCls, 400 MI'n): & 7,49 (s, 1H), 7,45-7,42 (m, 2H), 7,39-7,33 (m, 3H), 7,31-
7,24 (m, 3H), 7,05 (s, 1H), 5,90 (s, 1H), 4,61-4,55 (m, 3H), 3,91 (s, 3H).

MC (U2P) m/z (M+H)" 508.0.

Coemunenne 133: 'H SIMP (CDCls, 400 MI'n): & 7,49 (s, 1H), 7,44-7,39 (m, 3H), 7,30-7,26 (m, 3H), 7,04
(s, 1H), 6,95-6,90 (m, 2H), 5,81 (s, 1H), 4,79 (t, J=6,0 I'y, 1H), 4,41 (d, J=6,0 'y, 2H), 3,94 (s, 3H).

MC (U3P) m/z (M+H)" 477,1.

Coemmuenwe 134: "H SIMP (CDCls, 400 MI'n): & 7,51 (s, 1H), 7,45-7,39 (m, 3H), 7,30-7,25 (m, 2H), 7,22-
7,20 (m, 2H), 7,06 (s, 1H), 6,90-6,87 (m, 2H), 5,70 (s, 1H), 4,70 (t, J=5,2 I'u, 1H), 4,25 (d, J=5,2 I'u, 2H), 3,93
(s, 3H), 3,81 (s, 3H).

MC (U3P) m/z (M+H)" 471,2.

Coemuuene 135: 'H SIMP (CDCls, 400 MT'n): & 7,56 (s, 1H), 7,48-7,42 (m, 3H), 7,32-7,30 (m, 2H), 7,13
(s, 1H), 7,03-7,00 (m, 2H), 6,85-6,81 (m, 2H), 5,98 (s, 1H), 4,08 (s, 2H), 3,85 (s, 3H), 3,79 (s, 3H), 2,59 (s, 3H).

MC (U3P) m/z (M+H) " 485.0.

Coemmuenne 160: 'H SIMP (CDCls, 400 MI'n): & 8,56-8,55 (m, 2H), 7,61 (d, J=8,0 T'u, 1H), 7,52 (s, 1H),
7,43-7,41 (m, 3H), 7,31-7,28 (m, 3H), 7,08 (s, 1H), 5,64 (s, 1H), 4,82 (t, J=5,6 I'n, 1H), 4,37 (d, J=5,6 T'u, 2H),
3,94 (s, 3H).

MC (U2P) m/z (M+H)" 442.0.

Coemunenne 161: "H IMP (CDCls, 400 MI'n): & 8,53 (d, J=4,4 T, 1H), 7,71-7,67 (m, 1H), 7,61 (s, 1H),
7,54 (s, 1H), 7,46-7,44 (m, 2H), 7,30-7,27 (m, 3H), 7,23-7,20 (m, 1H), 7,11 (s, 1H), 6,10 (t, J=4,4 I'n, 1H), 5,67
(s, 1H), 4,44 (d, J=4,4 ', 2H), 3,98 (s, 3H).

MC (U2P) m/z (M+H)" 442.0.

Coenunenne 124: Coenunenne 134 (200 mr, 0,42 Mmmoinb) pactBopsutd B TOY (3 mm). [TomydeHHsid pac-
TBOp HEpPEMEIINBAIIN NP K.T. B TeueHne 3 auel B atMocdepe N,. [locime Toro kak MCXOJHOE BEUIECTBO OBLIO
U3pacx0J0BaHo, OoJbIIyI0 YacTh TAY ynmapuBaiii, OCTaBIIYIOCS CMECh pa30aBIIsUTH BOJON U HEHTPAIU30BBIBA-
1 HackImeHHbpIM BogH. NaHCO3, moasepranu sxcTpakmuu mocpeactBoM DA (3x30 i), opranudeckyio dazy
MPOMBIBAIA COJICBEIM PacTBOpOM, Cynmwiu Haa Na,SO,4, KOHIEHTpHpoBaiu. [10TyYeHHBIH OCTATOK OYHIIAIA
nocpeactsoM npen. TCX (IT9/3A = 1/3) ¢ monydennem Coenunenust 124 (50 mr, Berxoa: 34%).

'H SIMP (CDCls, 400 MI'n): & 7,54 (s, 1H), 7,45-7,43 (m, 3H), 7,31-7,29 (m, 2H), 7,12 (s, 1H), 5,80 (s,
1H), 4,39 (ymmp. s, 2H), 3,96 (s, 3H).

MC (U3P) m/z (M+H)" 350,9.

Coenunenne 125 nonyuanu u3 Coeaunenus 135 cormacHo METOAMKE, aHATIOTUYHONW METOAMUKE TOTyYEHUS
Coenunenus 124.

'H SIMP (CDCls, 400 MI'n): & 7,50 (s, 1H), 7,45-7,41 (m, 3H), 7,30-7,28 (m, 2H), 7,04 (s, 1H), 5,63 (s,
1H), 4,50 (t, J=4,8 ', 1H), 3,95 (s, 3H), 2,83 (d, J=4,8 ', 3H).

MC (U2P) m/z (M+H)" 364.9.

Coenunenne 130: K nepememmBaemoii cmecu Coenunenus 122 (100 mr, 0,271 mmonb, 1 9KB.), aHHINHA
(76 wmr, 0,81 mmods, 3,0 2kB.), Kcanrdoca (8 mr, 0, Mmoisb, 0,05 3xB.) u K3PO,4 (57 mr, 0,271 Mmmoinsb, 1,0 5kB.) B
JAM®A (2 mi) no6asmsua Pd,(dba); (12 mr, 0, Mmoits, 0,05 3kB.). [TomydeHHYIO CMECh TPHXKABI TIPOAYBAIH a30-
ToM | 3ateM HarpeBasid nipu 100°C B atmocdepe a3ora B Tedenne Houu. [Tocie oxmakaeHus 10 K.T. ITOJTYICH-
HyI0 cMech paszbasisum mocpenctBom H,O (10 mir), moaBepranmu skcTpakiuu nocpenctsoM EtOAc (3x20 m).
OOBbeIMHEHHBIH OPraHWYeCKUi CII0H MPOMBIBAIN COJIEBBIM PACTBOPOM, CYLIHIIH Hall 6e3BoaHBIM Na,SO, 1 KOH-
LHEHTPUPOBAIH MOJA BakyyMoM. IloiyueHHbI HEOUUIEHHBIN TPOAYKT OYMIIAmU nocpeacTsoM npern. BOXKX ¢
nonyueHueM Coenunenus 130 (20 mr, Beixoa: 18%).

'H SIMP (CDCls, 400 MT'n): & 7,62 (s, 1H), 7,53 (s, 1H), 7,47-7,44 (m, 2H), 7,38 (t, J=7,6 T, 2H), 7,32
(d, J=8,4 T'u, 2H), 7,22-7,18 (m, 4H), 6,20 (s, 1H), 6,12 (s, 1H), 3,99 (s, 3H).

Coenunenne 158 B BHIE TBEpOTO BEIIECCTBA OEIOTrO IBETA MOIYYaIH COTJIACHO METOIUKE, aHAIOTUIHOM
Metoauke momyuenus Coemamuenws 117, ¢ wucmomb3oBanweM  1-metmn-4-(4,4,5,5-terpamerun-1,3,2-
nrokcaboposan-2-min)-1H-mpazona BMecto Coennnennst XXV-9.

'H SIMP (CD;0D, 400 MI'ny): & 7,71 (m, 2H), 7,61-7,58 (m, 2H), 7,55 (s, 1H), 7,48-7,46 (m, 2H), 6,83 (s,
1H), 3,88 (s, 3H).

MC (U2P) m/z [M+H]" 380.1.
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Coenunenne 159 B BHE TBEpIOrO BEIIECCTBA OEIOTr0 IBETA MOIYYaTH COTJIACHO METOIUKE, aHAIOTUIHOM
MeToauke monydenus CoenuHenus 118, ¢ ucnonp3oBaHUeM MpoNaH-1-aMiHa BMECTO OCH3MIaMUHA.

'H SIMP (400 MI', CDCLy): & 7,52 (s, 1H), 7,46 (s, 1H), 7,35-7,32 (m, 3H), 7,29-7,26 (m, 2H), 6,85 (t,
J=4,8 T'u, 1H), 6,59 (s, 1H), 3,86 (s, 3H), 3,22 (q, J=6,4 T'y, 2H), 1,45 (q, J=7,2 'y, 2H), 0,82 (t, J=7,2 T'n, 3H).

MC (UDP) m/z [M+H]" 420,1.

Coenunenns 136-140 nomygamm u3 Coenuuenus 158 coriiacHo MeTOIUKeE, aHATIOTUIHOW METOJUKE TTOTY-
yerns Coenunenus 103.

Coemunenne 136: 'H SIMP (400 MI't, CDCLy): & 7,52 (s, 1H), 7,45-7,41 (m, 4H), 7,32-7,29 (m, 2H), 7,17
(s, 1H), 6,71 (s, 1H), 4,18-4,14 (m, 2H), 3,98 (s, 3H), 1,67-1,59 (m, 2H), 1,42-1,23 (m, 2H), 0,94 (t, J=7,2 I',
3H).

MC (UDP) m/z [M+H]" 450.1.

Coemuuenne 137: 'H SIMP (400 MTI'u, CDCls): & 7,50 (s, 1H), 7,45 (s, 1H), 7,43-7,41 (m, 3H), 7,29-7,27
(m, 2H), 7,16 (s, 1H), 6,72 (s, 1H), 4,22-4,17 (m, 2H), 3,96 (s, 3H), 1,28-1,25 (m, 3H).

MC (U3P) m/z [M+H]" 422,1.

Coemmuenwe 138: 'H SIMP (400 MI'u, CDCLy): & 7,51 (s, 1H), 7,45-7,43 (m, 4H), 7,33-7,30 (m, 2H), 7,18
(s, 1H), 6,75 (s, 1H), 3,98 (s, 3H), 3,77 (s, 3H).

MC (U3P) m/z [M+H]" 408,1.

Coemuuene 139: 'H SIMP (400 MI'u, CDCLy): & 7,52 (s, 1H), 7,47-7,43 (m, 4H), 7,33-7,30 (m, 2H), 7,17
(s, 1H), 6,65 (s, 1H), 5,05-5,00 (m, 1H), 3,98 (s, 3H), 1,28 (d, J=6,0 ', 3H).

MC (U3P) m/z [M+H]" 436,1.

Coemmuenwe 140: 'H SIMP (CDCls, 400 MT'n): & 7,49 (s, 2H), 7,44-7,40 (m, 3H), 7,38 (m, 5H), 7,33-7,30
(m, 2H), 7,29 (s, 1H), 7,16 (s, 1H), 6,77 (s, 1H), 5,18 (s, 2H), 3,95 (s, 3H).

MC (U2P) m/z [M+H]" 484,14.

Coenunenne 141: Coemunenue 124 (150 mr, 0,43 mmoinb) pactBopsuid B 6 M cMmecu JIXM/mupunix
(06./06. = 1/1) m 3arem mobaBmsumm anerunxiopun (36 mr, 0,46 Mmonb). [TomydeHHYIO cMech TepeMeITMBaTn
TIpH K.T. B TedeHne Hour. Jlanee cmech pazbaBisumm mocpenctsoMm XM (50 mur), mpoMbIBaid BOAOK U COJIEBBIM
pactBopoM, cymmin Hax Na,SO,4, KOHIICHTPHPOBAIH MO BaKyyMOM C IOJyYeHHEM HEOUHIIIEHHOTO MPOIYKTA.
ITony4eHHBIN HEOUUIIICHHBIH MPOMYKT ounmanu nocpeactsoM mnpen. TCX (ITD/3A =1/1) ¢ monydennem Co-
equnenus 141 (70 mr, Berxon: 42%).

'H SIMP (CDCls, 400 MT'): & 7,73 (s, 1H), 7,54 (s, 1H), 7,45-7,43 (m, 3H), 7,32-7,30 (m, 2H), 7,22-7,19
(m, 2H), 3,99 (s, 3H), 2,12 (s, 3H).

MC (U3P) m/z (M+H)" 392.9.

Coenunenrie 142 nosyyaiu COrIacHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coequnenus 141, ¢
UCIIOJIb30BaHUEM OCH30MIIXIIOPUIAa BMECTO allCTIIIXIIOPHIA.

'H SIMP (CDCls, 400 MT'r): & 8,07 (s, 1H), 7,94 (s, 1H), 7,68-7,64 (m, 3H), 7,58-7,55 (m, 1H), 7,49-7,44
(m, 5H), 7,34-7,32 (m, 2H), 7,25 (s, 1H), 4,00 (s, 3H).

MC (U2P) m/z (M+H)" 455.

Coenunenne 143 momyvanu n3 Coenunenns 121 cormacHO MEeTOAMKE, aHATOTUIHOW METOJAUKE TIOTydeHUS
Coennuenns 91.

'H SIMP (CD;0D, 400 MI'): & 7,83 (s, 2H), 7,73 (s, 1H), 7,56 (d, J=6,4 I'n, 2H), 7,54-7,37 (m, 7H), 6,20
(s, 1H), 5,27 (s, 2H), 3,84 (s, 3H).

MC (U2P) m/z (M+H)" 442.1.

Coenunenns 144-152 momydanu mytem B3ammojeiicTBus Coeauaenns 121 ¢ COOTBETCTBYIONIMM CITUPTOM
(1 2xB.) B JIM®A u NAH (1,5 3kB.) iput K.T. B Te4eHHE 2 4. PEakIIMOHHYIO CMECh TaCWJIM BOJIOW W MOJBEPTan
SKCTPAKIUU MOCPEICTBOM DA, MOCTE Yero OPraHu4ecKyro (ha3y IpOMBIBAIN COJIEBBIM PAaCTBOPOM, CYIIWIINA HAJ
Na,SO, 1 koHUeHTpupoBanu nox BakyymoM. IlomydeHHsll ocTaTok ounmany nocpeacrsom npern. TCX ¢ nomy-
YCHHEM KOHEYHOTO MPOIYKTA.

Coemuuenne 144: 'H SIMP (JIMCO-dg, 400 MT'w): & 7,94 (s, 1H), 7,87 (s, 1H), 7. 78 (s, 1H), 7,58 (d,
J=8,8 I'y, 2H), 7,50 (d, J=8,8 I'y, 2H), 5,99 (s, 1H), 4,20-4,18 (m, 2H), 3,80 (s, 3H), 3,75-3,73 (m, 2H), 3,35 (s,
3H).

Coemuuenne 145: 'H SIMP (JIMCO-dg, 400 MI'): & 7,80 (s, 1H), 7,63 (s, 1H), 7,46-7,44 (m, 2H), 7,38 (s,
1H), 7,33-7,26 (m, 2H), 6,05 (s, 1H), 4,18 (m, 2H), 3,91 (s, 3H), 2,97-3,00 (m, 2H), 2,62 (m, 4H), 1,82 (m, 4H).

Coemuuenne 146: "H AMP (IMCO-dg, 400 MT'w): & 7,80 (s, 1H), 7,55 (s, 1H), 7,42-7,46 (m, 3H), 7,33-
7,35 (m, 2H), 6,04 (s, 1H), 4,15 (t, J=5,2 I'n, 2H), 3,95 (s, 3H), 3,83 (t, J=5,2 ', 2H), 3,39 (t, J=6,8 I'u, 2H),
2,36 (t,J=8,0 I'u, 2H), 2,05-1,98 (m, 2H).

Coemunenne 147: "H SIMP (CDCls, 400 MI'n): & 7,80 (s, 1H), 7,67 (s, 1H), 7,45-7,43 (m, 2H), 7,39 (s,
1H), 7,33-7,26 (m, 2H), 6,05 (s, 1H), 4,16 (t, J=5,2 T'u, 2H), 3,92 (s, 3H), 3,74 (m, 4H,), 2,85 (t, J=5,2 T'u, 2H),
2,56 (m, 4H).

Coemmnenne 148: 'H SIMP (CDCly, 400 MTI'n): & 7,65 (s, 1H), 7,56 (s, 1H), 7,46-7,44 (m, 2H), 7,36-7,34
(m, 3H), 6,05 (s, 1H), 4,17-4,14 (m, 2H), 3,93 (s, 3H), 3,11-3,03 (m, 10H).

MC (U2P) m/z (M+H)" 513.1.
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Coemmuenne 149: 'H SIMP (CDCls, 400 MI'n): & 7,55 (s, 1H), 7,43 (m, 3H), 7,35 (m, 3H,), 6,06 (s, 1H),
4,73 (m, 1H), 3,95 (s, 3H), 3,21-3,14 (m, 2H), 3,03-2,09 (m, 2H), 2,59-2,45 (m, 4H).

Coemuuenne 150: 'H SIMP (CDCls, 400 MTI'): & 7,69 (s, 1H), 7,56 (s, 1H), 7,46-7,44 (m, 2H), 7,38-7,33
(m, 3H), 6,05 (s, 1H), 4,24-4,21 (m, 2H), 4,16 (s, 2H), 3,93-3,91 (m, 5H), 3,84-3,81 (m, 2H), 3,39-3,37 (m, 2H).

MC (U3P) m/z (M+H)" 479,1.

Coenuuenne 151: 'H SIMP (CDCls, 400 MTI'n): & 7,59 (s, 1H), 7,54 (s, 1H), 7,46-7,43 (m, 2H), 7,37-7,34
(m, 3H), 6,06 (s, 1H), 4,61-4,58 (m, 1H), 3,94 (s, 3H), 2,90 (m, 2H), 2,55 (m, 3H), 2,18-2,08 (m, 2H), 1,80-1,67
(m, 2H).

MC (UDP) m/z (M+H)" 449.0.

Coemunenne 152: 'H SIMP (CDCl;, 400 MI'm): 6 7,82 (s, 1H), 7,65 (s, 1H), 7,46-7,44 (m, 2H), 7,40 (s,
1H), 7,39-7,32 (m, 2H), 6,04 (s, 1H), 4,16 (t, J=5,6 I'u, 2H), 3,95 (s, 3H), 2,87 (t, J=5,6 'u, 2H), 2,61-2,49 (m,
8H), 2,31 (s, 3H).

Coenunenne 153: Coemunenne 122 (1,5 r, 4,06 mmons), deron (763 mr, 8,12 mmonb) u KsPO,4 (2,6 T,
12,2 mmons) nob6apnsin B JIM®A (15 mm). [TomydeHHBIH pacTBOp TPHKIBI JAETa3UPOBAN MOCPEACTBOM N U
3areM nob6asiwammu Pdy(dba); (570 mr, 0,81 mmons). IlomydeHHyl0 peaknMOHHYIO CMECh IEpPEMEIINBAIH NPU
110°C B Teuenue 14 u B atmochepe N,. [Tociie oxmaxaeHus A0 K.T. TOITYYCHHYIO CMECh Pa30aBiIsLTh MOCPECT-
BoM DA (80 mu) u ¢wibTpoBain; (UIBTPAT MPOMBIBANIN COJIEBBIM PacTBOPOM. OTAENEHHYIO OPTaHHYECKYIO
¢azy cymmmmu Hax Na,SO,, KOHICHTPHPOBATH MPU MOHKECHHOM JaBlicHUH. [10ydeHHBIH OCTATOK OYHINAIA
MOCPENICTBOM KOJOHOUYHOH (udim-xpomarorpaduu (I19/9A = 1/1) ¢ momyuennem Coemunenus 153 (848 wr,
BBIXOJT: 49%).

'H SIMP (CDCls, 400 MI'n): & 7,76 (s, 1H), 7,69 (s, 1H), 7,50-7,44 (m, 5H), 7,36-7,26 (m, 3H), 7,16 (m,
2H), 5,79 (s, 1H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 428.

CoenuHenne 156 mosydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 153, ¢
WCTIONIb30BaHUEM 3-XJIOP-5-THAPOKCUOCH30HUTPHIIA BMECTO (heHOIa.

'H SIMP (CDCls, 400 MT'): § 7,64-7,59 (m, 3H), 7,52 (s, 1H), 7,48-7,44 (m, 3H), 7,39-7,36 (m, 3H), 5,82
(s, 1H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 486.9.

F O-OH F O NH F. oN
N X A
| 1) {(COCh:, AXM AT®Y, TOA |
i 2) NH,OH XM

OCF; OCF,4 OCF;
Coepgunenne 117 XXV-11 CoepnuHenue 401

K mepemermmBaemoii cmecu Coemunenue 117 (350 mr, 0,89 mmons) B 10 Mt JIXM 1o0aBisuid OKCaIHI-
xsopun (335 mr, 2,63 mmons) npu 0°C. TlomydeHHyI0 cMech NepeMeIINBaIl B TeUCHHE 2 4 U 3aTeM IOJIy4YeH-
HYI0 CME€Ch KOHILEHTPHPOBAIHN NpPH MOHWXKEHHOM JaBieHUH. [1olyueHHBI OCTaTOK IMOBTOPHO PAacTBOPSUIU B
AXM (10 M), ¥ TIOJTydeHHYIO cMech J00aBISIM JOOABISUTM K TIIATEIBHO MEPEMENIMBAEMOMY PAacTBOPY aM-
muaka (5 mu) mpu 0°C. Cmecs nepemeninBany npu 0°C B Teuenne 30 MUH, TIOCIIE YETO MOTYYEHHYIO PEaKINOH-
HYI0 CMECh TIOABEPrain dKCTpakuuu nocpeactsoM A (3x20 mur). OObeTUHEHHBIA OPTaHUIECKUHN CIIOH MPOMBI-
BAJIN COJICBBIM PAacTBOPOM, CYLIMJIM Haj 0e3BOAHBIM Na,SO, M KOHLEHTpHpoBaiaH. [1orydeHHBIH OCTaTOK O4YH-
AT TIOCPENICTBOM KostoHOouHOM Xxpomatorpaduu (CH,Cl,/MeOH= 20/1) ¢ monydennem Coemunenust XXV-11
(220 wmr, BRIXOA: 63%).

MC (U2P) m/z (M+H)" 393.1.

K pactBopy Coenmunenuss XXV-11 (220 mr, 0,56 mmonp) B 10 M JIXM mobGasmsmu TOA (85,3 wr,
0,84 mmoins) u ATOY (81,6 mr, 0,84 Mmmons). TlonydeHHYIO peaKIIMOHHYIO CMECh MEpPEeMeIInBaIl MpH K.T. B
atMoctepe N, B Teuenue 3 4 u 3aTeM pazbaisn nocpexctsoM XM (30 mu) u ¢puistpoBanu. [lomydeHHbIH
(uIBTPaT MPOMBIBAIN COJIEBBIM PAacTBOPOM, CyIIMIN Hax Na,SO,, TONyYEeHHBIH OCTaTOK OYHIIAIH MOCPEICT-
BoM nipern. BOXKX ¢ nonmyuennem Coenunenns 401 (180 mr, Berxoa: 86%).

'H SIMP (CDCls, 400 MT'n): & 7,48-7,37 (m, 7H), 7,19-7,14 (m, 3H).

MC (U2P) m/z (M+H)" 375,1.

Coenunenrie 402 mosryyaiu COTJIaCHO METOAMKE, aHAIOTMYHOM MeToauke nonydeHus Coenunenus 401, ¢
ucnonszoBanueM Coenunenus 158 Bmecto Coeaunenus 117.

'H SIMP (CDCls, 400 MT'n): & 7,83 (s, 1H), 7,76 (d, J=9.,6 T, 1H), 7,61 (s, 3H), 7,39 (m, 2H), 7,12 (d,
J=9,6 T'u, 1H), 3,97 (s, 3H).

MC (U2P) m/z (M+H)" 361,1.

Coenunenne 403 mosydaan COTIACHO METOJAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 153, ¢
ncTonb30BaHueM 4-xyop-1-(4-sroxcu-2-metundennn)-5-(1-mernn- 1 H-mupazon-4-wn)nupuaua-2(1H)-ona Bme-
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cro Coegunenus 122.

'H SIMP (CDCl;, 400 MTI'm): & 7,74 (s, 1H), 7,67 (s, 1H), 7,47-7,43 (m, 2H), 7,39 (s, 1H), 7,30 (d,
J=3,6 T'u, 1H), 7,17 (d, J=3,6 I'u, 2H), 7,12 (d, J=3,6 T'u, 2H), 6,85-6,80 (m, 2H), 5,80 (s, 1H), 4,04 (q, J=7,2 'y,
2H), 3,92 (s, 3H), 2,15 (s, 3H), 1,32 (t, J=6,8 'y, 3H).

MC (U2P) m/z (M+H)" 402,2.
\ \
N N R R
N N R.-R N’\ |
| H >
N0 XXV-12 |
N ©]
160°C
OCF3 OcE
Coegutenue 122 8
XXV-13

Cwmech Coenunennst 122 B coorBercTByIoeM amute (1 Mmomns/1 M) mepememuBamu npu 160°C B Tede-
uue 4 4. [locne oxmaXkaeHUs 10 K.T. TOJyYEeHHYIO cMech pa3daBisun nmocpeactsoMm H,O, moasepramu sKCTpak-
uu nocpeactBoM EtOAc, opranmdecKkuid CJI0H MPOMBIBAIM BOJIOW M COJIEBBIM PAaCTBOPOM, CYIIHIIN Haj O0e3BOI-
HbIM Na,SO, U KOHIIEHTPUPOBAIH IO BAKYYMOM, TIOTYYCHHBIA HEOUUIIICHHBIN MPOIYKT OYUIIATH OCPEICTBOM
kosoHoYHOH Xpomarorpaduu (IT3/EtOAc =1/1) ¢ moixydeHreM KOHEYHBIX MPOAYKTOB.

B kauectBe anbrepHaTuBHI K pactBopy Coenunenus 122 (1,355 mmons) B Tosryone (20 mir) nobasisiim co-
oTBeTcTBYrOIMIA aMmuH (2,71 mmoib), NaOtBu (520 mr, 5,42 mmons), Xphos (64,9 wmr, 0,136 mmons), Pd(OAc),
(30,5 mr, 0,136 Mmoib). [TomyueHHyr0 cMech Aera3upoBajy MOJ BaKyyMoM M mponyBanu N, Tpu paza. [lomy-
YEeHHYIO peaKIMOHHYI0 cMech HarpeBaid 10 100°C Wiam 10 KHIIEHUs ¢ OOpaTHBIM XOJOIUIHLHUKOM B TE€UCHUE
HOour. CMech OXJaKIau A0 K.T., pa30aBisuId BOJOH, MOABEPTaIH dKCTPAKIIMU TocpeacTBoM DA. OObneauHeH-
HBIA OpraHUYecKui cioi cymmn Haa Na,SO,, KOHIICHTPUPOBAIH 1O BakyyMoM. [1oy9eHHBII OCTaTOK OYH-
AT TIOCPEJICTBOM XpoMaTorpaduu Ha cHIMKarese mpu donpoBaHun nocpeactsoM JIXM:MeOH (50:1-10:1)
C TIOJTy4eHHEeM KOHEYHOTO MPOTyKTa.

Coenunenns 404-407, 411, 526-531 u 546-549 nomydanu coraacHo oOIIel cxeme, KaK MPOMUTIOCTPUPO-
BaHO BBIIIIC.

Coemuuenne 404: 'H IMP (CDCls, 400 MT'n): & 7,50 (s, 1H), 7,43-7,39 (m, 3H), 7,30-7,25 (m, 3H), 7,06
(s, 1H), 6,88-6,80 (m, 2H), 5,64 (s, 1H), 4,85 (t, J=6,0 I'n, 1H), 4,34 (d, J=6,0 T'u, 2H), 3,93 (s, 3H).

MC (U3P) m/z (M+H)" 477,1.

Coemuuenne 405: 'H SIMP (CDCls, 400 MI'n): & 7,54 (s, 1H), 7,45-7,40 (m, 4H), 7,30-7,24 (m, 4H), 7,08
(s, 1H), 5,59 (s, 1H), 4,92 (t, J=6,0 I'u, 1H), 4,38 (d, J=6,0 I';, 2H), 3,95 (s, 3H).

MC (U3P) m/z (M+H)" 510,1.

Coemuuenne 406: 'H SIMP (CDCls, 400 MI'n): & 7,52 (s, 1H), 7,47-7,40 (m, 3H), 7,35-7,20 (m, 5H), 7,11
(s, 1H), 5,91 (s, 1H), 4,97 (t, J=6,0 I'u, 1H), 4,34 (d, J=6,0 I';, 2H), 3,95 (s, 3H).

MC (U3P) m/z (M+H)" 475,1.

Coenuuenne 407: "H SIMP (CDCls, 400 MI'n): 8 7,52 (s, 1H), 7,46-7,41 (m, 3H), 7,32-7,25 (m, 4H), 7,08-
7,03 (m, 3H), 5,65 (s, 1H), 4,77 (t, J=5,6 I', 1H), 4,30 (d, J=5,6 'y, 2H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 458.9.

Coenuuenne 411: "H SIMP (CDCl;, 400 MI'n): & 8,62 (s, 1H), 8,53 (s, 2H), 7,60 (s, 1H), 7,50 (s, 1H),
7,45-7,43 (m, 2H), 7,31-7,29 (m, 2H), 7,12 (s, 1H), 5,74 (t, J=5,2 ', 1H), 5,68 (s, 1H), 4,52 (d, J=5,2 T'n, 2H),
3,98(s, 3H).

MC (UDP) m/z (M+H)" 443.0.

Coenuuenne 526: 'H SIMP (CDCls, 300 MI'n): & 7,58 (d, J=8,1 I'u, 2H), 7,48 (s, 1H), 7,33-7,38 (m, 5H),
6,59 (s, 1H), 7,21 (d, J=8,1 I'u, 2H), 7,03 (s, 1H), 5,48 (s, 1H), 4,87 (t, J=5,7 I'n, 1H), 4,36 (d, J=5,7 'u, 2H),
3,89 (s, 3H).

Coemunenne 527: 'H SIMP (Meranon-dg, 300 MI'n): & 7,75 (s, 1H), 7,55 (d,

J=5,7Tn, 2H), 7,50-7,41 (m, 5H), 7,34 (d, J=8,7 I', 2H), 5,52 (s, 1H), 4,51 (s, 2H), 3,86 (s, 3H).

Coemuuenne 528: 'H SIMP (JIMCO-dg, 400 MT'n): & 7,89 (s, 1H), 7,57 (s, 1H), 7,52 (d, J=8,4 T'u, 2H),
7,44 (d, J=8,4 T'm, 2H), 7,40 (s, 1H), 7,25 (t, J=8,8 I'y, 1H), 6,80-6,83 (dd, J,=2,4 'y, J,=12,4 I'm), 6,74-6,77 (dd,
J1=2,4 Ty, J,=8,8 I'n), 6,63 (t, J=5,6 'y, 1H), 5,35 (s, 1H), 4,32 (d, J=5,6 'y, 2H), 4,00 (q, J=6,8 I'y, 2H), 3,86
(s, 3H), 1,29 (t, J=6,8 I'uy, 3H).

Coemuuenwe 529: 'H SIMP (CDCls, 300 MI'n): & 8,65 (d, J=5,1 'y, 2H), 7,58 (s, 1H), 7,47 (s, 1H), 7,35-
7,40 (m, 3H), 7,16-7,24 (m, 2H), 7,05 (s, 1H), 6,10 (t, J=4,5 ', 1H), 5,65 (s, 1H), 4,50 (d, J=4,5 I'u, 2H), 3,92
(s, 3H).

Coemunenue 530: MC (U3P) 1/r [M+H]" 485,0.

TunpoxnopumHas comb: 'H IMP (CDCls, 400 MI'm): & 7,91 (s, H), 7,58 (s, H), 7,54-7,50 (m, 2H), 7,48-
7,43 (m, 2H), 7,33 (m, 1H), 7,26 (d, J=8,4 T'n, 2H), 6,89 (d, J= 8,4 I'y, 2H), 6,51 (m, 1H), 5,27 (s, 1H), 4,28 (d,
J=6,0 T'u, 2H), 3,99 (q, J= 6,8 ', 2H), 3,88 (s, 3H), 1,31 (t, J=7,2 ', 3H).
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Coemmnenwe 531: "H SIMP (CDCls, 300 MI'n): § 9,11 (s, 1H), 8,62 (s, 2H), 7,46 (s, 1H), 7,35 (d, J=9,3 I'n,
3H), 7,24 (s, 1H), 7,20 (d, J=4,2 I'u, 1H), 7,03 (s, 1H), 5,53 (s, 1H), 4,80 (t, J=5,7 I'n, 1H), 4,34 (d, J=5,7 I'L,
2H), 3,88 (s, 3H).

MC (U3P) m/z [M+H]" 443.0.

[Monyuenne paznmuaabix coseid Coenunenus 531: Coequnenne 531 pactBopsutn B MeOH, mocne gero mo-
0aBJIsLITA BOIHBIN pacTBOp cond. [loaydeHHy0 cMech MepeMemnBaiy npu K.T. B TedeHue | 4. [lomydennyto pe-
AKIIMOHHYIO0 CMECh KOHIIEHTPUPOBAIN Hocyxa. OCTaBIIUIICS BOAHBIN pacTBOP JTHOGMIN3UPOBAIH C MTOTyICHHEM
KOHEYHOH cooTBeTcTBYIomEeH comn Coemuuenus 531.

T'unpoxiopuaHast Cob: 'H sIMP (AMCO-dg, 400 MTI'm): & 9,10 (s, 1H), 8,82 (s, 2H), 7,95 (s, 1H), 7,60 (s,
1H), 7,52 (d, J=9,2 I'u, 2H), 7,43 (d, J=8,4 T'n, 2H), 7,40 (s, 1H), 6,80 (t, J=5,6 I', 1H), 5,43 (s, 1H), 4,45 (d,
J=5,6 Ty, 1H), 3,87 (s, 3H).

[urpathas conb: 'H SIMP (JIMCO-dg, 400 MTI'): & 12,22 (ymmp. s, 1H), 9,08 (s, 1H), 9,08 (s, 1H), 8,80
(s, 1H), 7,91 (s, 1H), 7,58 (s, 1H), 7,49 (d, J=8,8 I', 2H), 7,41 (d, J=8,8 ', 2H), 7,31 (s, 1H), 6,56 (t, J=6 I'L,
1H), 5,28 (s, 1H), 4,41 (d, J=6 ', 2H), 3,86 (s, 3H), 2,74 (d, J=15,6 ', 2H), 2,65 (d, J=15,6 T'u, 2H).

Coms p-TsOH: 'H SIMP (JIMCO-dg, 400 MI'n): & 9,11 (s, 1H), 8,82 (s, 2H), 7,97 (s, 1H), 7,61 (s, 1H),
7,45-7,56 (m, 7H), 7,10 (d, J=8 I'y, 2H), 6,94 (s, 1H), 5,48 (s, 1H), 4,47 (d, J=5,2 'y, 2H), 3,87 (s, 3H), 2,27 (s,
3H).

CoJb YKCYCHOHN KHCIIOTHI: 'H aMP (AMCO-dg, 400 MT'm): & 9,18 (s, 1H), 8,70 (s, 2H), 7,53 (s, 1H), 7,44
(s, 1H), 7,42 (d, J=8,8 I'y, 2H), 7,29 (d, J=8,8 I', 2H), 7,10 (s, 1H), 4,87 (t, J=5,6 I'nu, 1H), 4,41 (d, J=5,6 'L,
2H), 3,95 (s, 3H), 2,06 (s, 1H).

CoenuHenus 546-549 MOJTyJaIu nyTeM B3auMoOJIeHcTBUSA 4-6pom-1-(4-
(Tpudropmeroxcu)permn)nupuauH-2(1H)-0Ha ¢ COOTBETCTBYIOIUMH aMIHAMH.

Coenuuenne 546: 'H IMP (JIMCO-dg, 300 MI'n): & 8,83 (d, J=5,1 I', 2H), 7,49-7,44 (m, 6H), 7,37 (d,
J=7,5Tu, 1H), 6,01 (dd, J=1,8, 7,5 I'y, 1H), 5,17 (s, 1H), 4,49 (d, J=5,7 I', 2H).

Coenuuenne 547: 'H SIMP (IMCO-dg, 300 MI'u): & 8,55 (d, J=4,2 T'u, 1H), 7,82 (d, J=7,5 T'n, 1H), 7,66
(d, J=5,1 T'y, 1H), 7,44-7,43 (m, 7H), 6,02 (t, J=7,5 ', 1H), 5,14 (s, 1H), 4,38 (d, J=5,7 I'y, 2H).

Coenuuenne 548: 'H SIMP (JIMCO-dg, 300 MI'm): 8 9,12 (s, 1H), 8,80 (s, 2H), 7,45-7,37 (m, 6H), 6,90 (t,
J=7,5Tu, 1H), 5,30 (s, 1H), 4,39 (d, J=5,7 ', 2H).

Coenuuenne 549: '"H AIMP (IMCO-d,, 300 MI'n): & 8,68-8,63 (m, 2H), 8,58 (s, 1H), 7,51-7,36 (m, 6H),
5,98 (d, J=7,5Tn, 1H), 5,23 (s, 1H), 4,48 (d, J=5,1 ', 2H).

Coenunenne 538 momydanmu w3 Coenmnenust 403 B Tpu cramum: cHadana Coegmnenune 403 (3,6 T,
11 MmMons) mepememniBan B BogHoM pactBope HBr (40%, 30 mur) mpu 90°C B teuenune 12 4. Ilocie cranmapt-
HOM 00pabOTKH MOTYydEeHHOE MMPOMEKYTOTHOE coenHeHue ToBTOpHO pactBopsu B POCI; (20 M) u HarpeBanu
¢ 00paTHBIM XOJIOJWIIBHUKOM B T€UEHHE 2 U C MOJIy4YEeHHEM COOTBETCTBYIomero xjaopuaa (520 mr, Beixoa: 18%).
Hanee no gactsam no6aeisiau anetoH (10 mn), K,CO; (342 wr, 2,48 mmoib) u onmeTan (387 mr, 2,48 MMOIIB).
[Momydennyro cmech nepemernnBany npu 60°C B Teuenne Houn. CMech OXJaxJalnu 10 K.T. U GpuibTpoBany. [o-
JMYYCHHBIH (WIGTPAT KOHICHTPHUPOBAIU K OYHUINAIH MOCPEICTBOM KOJOHOYHOH (dII-XpoMaTorpadun
(IT2:2A = 2:1) ¢ nonyyenuem Coenunenus 538 (252 mr, 43%).

'H SIMP (JIMCO-dg, 400 MT'nr): & 7,96 (s, 1H), 7,69 (s, 1H), 7,64 (s, 1H), 7,18~7,16 (d, J=8 I'n, 1H), 6,92
(s, 1H), 6,85-6,83 (m, 1H), 6,76 (s, 1H), 4,05 (q, J=6,8 I'n, 2H), 3,82 (s, 3H), 2,01 (s, 3H), 1,33 (t, J=6,8 ', 3H).

MC (U3P) m/z (M+H)" 344,1.

Coenunenne 543: Coenunenune 538 (100 mr, 0,29 mmons) pactBopsuin B BnNH, (5 i), mosrydeHHYIO
cMmech mepememmBany npu 160°C B Tedenne 3 4 B atMocdepe N,. [locie oxmaxaeHus 10 K.T. MOJYYICHHYIO
CMeCh pa30aBIsLIM BOJOK W MOABEpraiu dKCTpakiuu nocpeactBoM EtOAc. CornacHo cTaHAapTHOW METOIMKE
00paboTtku u ouncTky nosrydanu Coenunenune 543 (53 mr, Beixox: 44%).

MC (UDP) m/z (M+H)" 414.9.

AnprepHaTHBHBIH croco0 mosydenust CoexnHenust 543: CHawanma 5-Opom-4-Xi0op-2-METOKCHITUPUANH
HOZABEprayy B3auMozeiicTeuio ¢ 1-metmn-4-(4,4,5,5-terpamermi-1,3,2-muokcaboponan-2-mn)-1H-nupazonom B
YCIOBHAX cTaHAapTHOro coderaHus no Cy3yku ¢ mosryueHueM 4-xmop-2-meTtokcu-5-(1-merun-1H-nupaszon-4-
WI)IIMPUANHA; 3aTEM TIPOBOJIMIIN THIPOIH3 rocpenactsoM HBr ¢ mocnexyroniM BTopbiM couetanueM 1o Cy3yku
¢ (4-3ToKCcHU-2-MeTIII(hEeHIIT)OOPOHOBOM KUCIIOTOM, 3aTeM MpoBoAwWin peaknuio ¢ BnNH,, kak omucano B Ha-
CTOSIILIEM JOKYMEHTE.

Tunpoxuoprasas cons: 'H SIMP (IMCO-dg, 400 MT'w).

'H IMP (IMCO-dg, 400 MT'wr): & 8,01 (s, 1H), 7,64 (s, 1H), 7,46 (s, 1H), 7,41-7,35 (m, 5H), 7,28 (m, 1H),
7,18 (d, J=8,8 I', 1H), 6,93 (s, 1H), 6,83 (d, J=8,8 I', 1H), 5,87 (s, 1H), 4,45 (s, 2H), 4,04 (q, J=6,8 I', 2H),
3,89 (s, 3H), 2,00 (s, 3H), 1,32 (t, J=6,8 T'm, 3H).

Coenunenns 699-704 u 706 nonydanu myTeM B3auMoaeHCcTBUS 4-xJop-1-(4-3TokcH-2-MeTraderun)-5-(1-
metwi- 1 H-nmupa3zon-4-nn)mupuana-2(1H)-oHa ¢ cOOTBETCTBYIONTUMH aMHUHAMH COTJIACHO aHAJOTHYHON METO-
nmuke, onucanHoi Beimre. Conun HC ykazanabix CoeqUHEHUN TakXKe TOMydad COTJIACHO aHAJOTHYHOW METOIH-
Ke, OIIMCaHHOH BBIIIE.
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Coemunenne 699: 'H SIMP (IMCO-ds, 400 MT'): & 8,54 (d, J=4,0 T', 1H), 7,90 (s, 1H), 7,80 (dt, J=1,8,
7,7 T'u, 1H), 7,58 (s, 1H), 7,40 (d, J=7,8 T'u, 1H), 7,29 (dd, J;=5,3, J,=6,8 I'u, 1H), 7,08 (s, 1H), 7,04 (d,
J=8,5 ', 1H), 6,86 (d, J=2,8 T'u, 1H), 6,78 (dd, J,;=2,9, J,=8,7 ', 1H), 6,49 (t, J=5,5 T'u, 1H), 5,75 (s, 1H), 5,22
(s, 1H), 4,42 (d, J=5,5 T'u, 2H), 4,03 (q, J=6,9 ', 2H), 3,87 (s, 3H), 2,00 (s, 3H), 1,32 (t, J=7,0 T', 3H).

MC (U2P) m/z (M+H)" 416,2.

Counb HCI Coenurennst 699: 'H SIMP (IMCO-dg, 400 MT'n): & 8,74 (d, J=4,5 'y, 1H), 8,23 (t, J=7,2 Iy,
1H), 7,99 (s, 1H), 7,77 (d, J=8,0 T'u, 1H), 7,71-7,65 (m, 1H), 7,64 (d, J=0,8 ', 1H), 7,25 (s, 1H), 7,08 (d,
J=8,5 T'u, 1H), 6,88 (d, J=2,8 I'n, 1H), 6,85-6,77 (m, 2H), 5,46 (s, 1H), 4,65 (d, J=4,5 ', 2H), 4,07-4,01 (m,
2H), 3,88 (s,3H), 2,00 (s, 3H), 1,32 (t, J=6,9 T'n, 3H).

MC (U2P) m/z (M+H)" 416,2.

Coemunenne 700: 'H IMP (IMCO-ds, 400 MTI'n): 8 8,56-8,50 (m, 2H), 7,91 (s, 1H), 7,58 (s, 1H), 7,37 (d,
J=5,8 T', 2H), 7,08-7,01 (m, 2H), 6,85 (d, J=2,5 T'n, 1H), 6,77(dd, J,=2,8, J,=8,5 T'u, 1H), 6,46 (t, J=6,1 I'L,
1H), 5,75 (s, 1H), 5,09 (s, 1H), 4,38 (d, J=6,0 I';, 2H), 4,02 (q, J=6,9 ', 2H), 3,87 (s, 3H), 1,99 (s, 3H), 1,32 (t,
J=6,9 T'u, 3H).

MC (U3P) m/z (M+H)" 416,2.

Counp HCI Coenuuenmst 700: 'H SIMP (JIMCO-dg, 400 MI'n): & 8,85 (d, J=6,5 ', 2H), 7,98 (d, J=6,3 I'y,
2H), 7,96 (s, 1H), 7,63 (s, 1H), 7,17 (s, 1H), 7,04 (d, J=8,8 I'u, 1H), 6,86 (d, J=2,8 T'u, 1H), 6,78 (dd, J,;=2,8,
1,=8,5 T'u, 1H), 6,73 (t, J=6,1 I'u, 1H), 5,20 (s, 1H), 4,66 (d, J=6,0 T';, 2H), 4,03 (d, J=7,0 'y, 2H), 3,88 (s, 3H),
2,00-1,98 (m,3H), 1,32 (t, J=6,9 I'u, 3H).

MC (U3P) m/z (M+H)" 416,2.

Coemunenne 701: 'H SIMP (IMCO-ds, 400 MI'n)): & 8,59 (d, J=1,8 ', 1H), 8,47 (dd, J,=1,6, J,=4,9 'y,
1H), 7,89 (s, 1H), 7,77 (d, J=7,8 T'u, 1H), 7,56 (s, 1H), 7,38 (dd, J,=4,8, 1,=7,8 T'y, 1H), 7,06-7,01 (m, 2H), 6,85
(d, J=2,5 T'u, 1H), 6,77 (dd, J;=2.8, J,=8,5 ', 1H), 6,42 (t, J=6,1 T'u, 1H), 5,75 (s, 1H), 5,20 (s, 1H), 4,38 (d,
J=6,0 I'u,2H), 4,02 (q, J=7,0 I'u, 2H), 3,86 (s, 3H), 1,99 (s, 3H), 1,32 (t, J=7,0 ', 3H).

MC (U2P) m/z (M+H)" 416,2.

Cons HCI Coennmennst 701: 'H SIMP (IMCO-dg, 400 MI'm): & 8,90 (s, 1H), 8,78 (d, J=5,3 T'u, 1H), 8,46
(d, J=8,0 I'u, 1H), 8,00-7,91 (m, 2H), 7,61 (s, 1H), 7,17 (s, 1H), 7,05 (d, J=8,5 ', 1H), 6,87 (d, J=2,5 T';, 1H),
6,78 (dd, J,=2,5, J,=8,5 I'u, 1H), 6,74 (t, J=6,0 I'u, 1H), 5,39 (s, 1H), 4,56 (d, J=5,8 T'n;, 2H), 4,06-4,01 (m, 2H),
3,87 (s, 3H),1,99 (s, 3H), 1,32 (t, J=6,9 I'u, 3H).

MC (U3P) m/z (M+H)" 416,2.

Coemunenne 702: 'H SIMP (IMCO-ds, 400 MTI'): & 7,87 (s., 1H), 7,55 (s, 1H), 7,45~7,40 (m, 1H), 7,30-
7,20 (m, 1H), 7,10-7,02 (m, 3H), 6,85 (d, J=2,4 I'u, 1H), 6,79-6,76 (m, 1H), 6,35-6,31 (m, 1H), 5,18 (s, 1H),
4,35 (d, J=5,6 'y, 2H), 4,02 (q, J=7,2 T'u, 2H), 3,86 (s, 3H), 2,00 (s, 3H), 1,32 (t, J=7,2 T'y, 3H).

Conp HCI Coemmrennst 702: 'H SIMP (JIMCO-dg, 400 MI'n): & 7,91 (s, 1H), 7,58 (s, 1H), 7,47-7,43 (m,
1H), 7,30-7,24 (m, 2H), 7,10 (d, J=8,4 T'y, 2H), 6,88 (s., 1H), 6,81 (d, J=8,4 I'u, 1H), 6,73 (s, 1H), 5,42 (s, 1H),
4,39 (d, J=4,8 'y, 2H), 4,03 (q, J=6,8 T',, 2H), 3,87 (s, 3H), 2,00 (s, 3H), 1,32 (t, J=6,8 T'y, 3H).

Coemunenne 703: "H SIMP (IMCO-dg, 400 MI'): & 7,92 (s., 1H), 7,57 (s, 1H), 7,12-7,03 (m, 5H), 6,85 (d,
J=2,4 Ty, 1H), 6,78 (d, J=2,4 Ty, 1H), 6,46 (t, J=6,0 T'y, 1H), 5,15 (s, 1H), 4,36 (d, J=6,0 T'y, 2H), 4,02 (q,
J=7,2 Tu, 2H), 3,87 (s, 3H), 2,00 (s, 3H), 1,32 (t,J=7,2 'y, 3H).

Cons HCI Coemunenns 703: 'H SIMP (AMCO-dg, 400 MTI'my): 6 7,98 (s, 1H), 7,61 (s, 1H), 7,26 (s, 1H),
7,13-7,10 (m, 4H), 6,88 (ymmp. s, 2H), 6,80 (d, J=8,4 ', 1H), 5,42 (s, 1H), 4,41 (d, J=4,8 T'u, 2H), 4,03 (q,
J=6,8 'y, 2H), 3,88 (s, 3H), 2,0 (s, 3H), 1,32 (t, J=6,8 'y, 3H).

Coemunenne 704: 'H IMP (JIMCO-dg, 400 MTI'): & 7,91 (s, 1H), 7,83 (d, J=8,0 I';i, 2H), 7,61-7,52 (m,
3H), 7,06 (s, 1H), 7,03 (d, J=8,8 T'u, 1H), 6,85 (d, J=2,8 I't, 1H), 6,78 (dd, J=2,8, 8,4 ', 1H), 6,50 (t, J=6,0 I'1,
1H), 5,76 (s, 1H), 5,10 (s, 1H), 4,44 (d, J=6,0 I';, 2H), 4,03 (q, J=7,2 I'u, 2H), 3,87 (s, 3H), 1,99 (s, 3H), 1,32 (t,
J=7,2 T, 3H).

Cons HCI Coennnennst 704: 'H SIMP (IMCO-dg, 400 MI'n): & 7,95 (s, 1H), 7,83 (d, J=8,0 ', 2H), 7,61
(s, 1H), 7,56 (d, J=8,0 I'u, 2H), 7,27 (s, 1H), 7,09 (d, J=8,8 I'u, 1H), 6,99 (t, J=5,8 I'u, 1H), 6,87 (d, J=2,8 I'L,
1H), 6,79 (dd, J=2,8, 8,8 T'u, 1H), 5,41 (s, 1H), 4,48 (d, J=5,6 T'u, 2H), 4,02 (q, J=7,2 ', 2H), 3,87 (s, 3H), 1,98
(s, 3H), 1,31 (t,J=7,2 T'u, 3H).

Coemunenne 705: 'H SIMP (IMCO-ds, 400 MTI'): & 7,84 (s, 1H), 7,58 (s, 1H), 7,33-7,21 (m, 4H), 7,16 (d,
J=7,2 T, 2H), 7,16 (d, J=7,2 Tu, 1H), 7,07 (s, 1H), 6,87 (d, J=2,8 Tu, 1H), 5,69 (s, 1H), 4,11 (d, J=8,8 I'u, 2H),
4,02 (q,J=7,2 Ty, 2H), 3,75 (s, 3H), 2,52 (s, 3H), 2,00 (s, 3H), 1,31(t, J=7,2 T', 3H).

Conp HCI Coemmrenns 705: "H SIMP (IMCO-dg, 400 MTI'n): & 7,87 (s, 1H), 7,60 (s, 1H), 7,37-7,24 (m,
4H), 7,19 (d, J=7,0 T'y, 2H), 7,14 (d, J=8,8 T'u, 1H), 6,91 (d, J=2,5 T'u, 1H), 6,83 (dd, J=2,8, 8,5T'w, 1H), 5,83 (s,
1H), 4,26-4,13 (m, 2H), 4,05 (q, J=7,0 T'u, 2H), 3,78 (s, 3H), 2,58 (s, 3H), 2,03 (s, 3H), 1,34 (t, J=7,0 T';, 3H).

Coemunenne 706: 'H SIMP (IMCO-ds, 400 MTI'): & 7,86 (s, 1H), 7,54 (s, 1H), 7,41 (s, 1H), 7,12 (d, J=8,4
I'u, 1H), 7,05 (d, J=6,8 T'y, 1H), 6,86 (d, J=2,8 I'u, 1H), 6,80-6,72 (m, 3H), 5,97 (t, J=5,6 T, 1H), 5,15 (s, 1H),
4,22 (d, J=5,2 T'y, 2H), 4,06-3,98 (m, 4H), 3,85 (s, 3H), 2,29 (s, 3H), 2,01 (s, 3H), 1,35-1,29 (m, 6H).

Conp HCI Coenunennst 706: 'H SIMP (JIMCO-dg, 400 MI'ny): & 7,97 (s, 1H), 7,62 (s, 1H), 7,41 (s, 1H),
7,16 (dd, J=8,5, 17,3 T'u, 2H), 6,98-6,90 (m, 2H), 6,84 (dd, J=2,8, 8,5 'y, 1H), 6,80 (s, 1H), 6,74 (dd, J=2,6,
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8,4 I'u, 1H), 5,66 (ymmp. s., 1H), 4,31 (d, J=5,3 T'n, 2H), 4,10-3,91 (m, 4H), 3,88 (s, 3H), 2,32 (s, 3H), 2,02 (s,
3H), 1,35-1,29 (m, 6H).

Coenuuenne 707: 'H SIMP (IMCO-dg, 400 MI'n): & 7,85 (s, 1H), 7,53 (s, 1H), 7,26 (d, J=8,4 T'u, 2H),
7,01 (t, J=2,4 T'n, 2H), 6,90 (d, J=8,8 I'y, 2H), 6,83 (d, J=2,8 I', 1H), 6,76 (t, J=5,6 T'u, 1H), 5,18 (s, 1H), 4,24
(d, J=5,6 T'u, 2H), 4,06-4,00 (m, 4H), 3,84 (s, 3H), 3,63 (t, J=4,8, 2H), 3,29 (s, 3H), 1,97 (s, 3H), 1,31 (t,
J=6,8 I';, 3H).

Coms HCl Coenunenus 707: 'H SAMP (IMCO-ds, 400 MI'w): & 7,97 (s, 1H), 7,61 (s, 1H), 7,36 (d,
J=2,5Tn, 1H), 7,31 (d, J=8,5 T'u, 2H), 7,18-7,06 (m, 2H), 6,96-6,89 (m, 3H), 6,84-6,81 (m, 1H), 5,71 (ymwup. s,
1H), 4,34 (ymmp. s, 2H), 4,09-4,02 (m, 4H), 3,89 (s, 3H), 3,66-3,64 (m, 2H), 3,30 (s, 3H), 2,00 (s, 3H), 1,33 (t,
J=7,0 I'u, 3H).

Coenunenre 708 mosrydanu myTeM Tuaponmsa 2-metokcu-4,5-6uc-(1-metmn- 1 H-nmupazon-4-un)nupuanna
nocpenctsoM  HBr ¢ mochenyromeid  cTaHmapTHOM — peakuuell, KaTalu3upyeMoH — ameraToM — Me-
Jw/mupunuHoM/mmpuanH-N-okcuoM B IM®A npu 90°C ¢ nonydeHnem yka3aHHOTO KOHEYHOTO NPOIYKTa.

'H SIMP (JMCO-dg, 400 MT'n): § 7,71 (s, 1H), 7,65-7,63 (m, 3H), 7,56 (s, 1H), 7,52 (d, J=8,0 T'u, 2H),
7,33 (s, 1H), 7,28 (s, 1H), 6,60 (s, 1H), 3,82 (s, 3H), 3,81 (s, 3H).

\ OR
| O

N cl OH \N
N\J\fi @R NI\ \ N
N O XXV-14 | N o
Pd,(dba);,KsPO,
OM®A, 110°C

OCF;

CoeanuHenue 122 OCFs

XXV-15

Coenunenne 122 (1 akB.), peron (XXV-14, 2 skB.) u K;PO, (3 3xB.) no6asmsiu B IM®DA. [TonydeHHbIH
PacTBOp TPHKABI JACTa3MPOBAIM a30TOM | 3aTeM no0aBisiu Pd,(dba); (0,2 akB.). [lonydeHHYIO0 peakIMOHHYIO
cMmech nepememuBaiy npu 110°C B Teuenne 14 1 B atmocdepe N,. Ilocre oxmakaeHus A0 K.T. MOJYYEHHYIO
CMeCh Pa30aBIISIIN TIOCPEACTBOM DA U QHUIBTPOBAIH; TOTYYEHHBINH (GUIBTPAT IPOMBIBAIH COJIEBBIM PACTBOPOM.
OtneneHnylo opranndeckyio ¢asy cymmwm Hag Na,SO4, KOHIEHTPUPOBAIX IPH MMOHM)KEHHOM AaBieHuu. Ilo-
JyYeHHBIH OCTATOK OYHIIAJIHN IOCPEICTBOM KoJoHOUHOH Xxpomatorpadun (IT3/3A =1/1) ¢ noixyueHnem KoHed-
HOTO MPOJIYKTA.

Coenunenns 408-410 u 412-414 monmyvanu coriacHo odmuiel cxeme, Kak IPOWJITIOCTPUPOBAHO BBIILIE.

Coemmuenne 408: 'H SIMP (CDCls, 400 MTI'): & 7,74 (s, 1H), 7,68 (s, 1H), 7,49-7,45 (m, 3H), 7,37-7,33
(m, 2H), 7,30-7,22 (m, 4H), 5,79 (s, 1H), 3,94 (s, 3H).

MC (U9P) m/z (M+H)" 446,1.

Coemunenne 409: 'H SIMP (CDCl;, 400 MI'): 6 7,70 (s, 1H), 7,67 (s, 1H), 7,50 (s, 1H), 7,47-7,42 (m,
3H), 7,37-7,33 (m, 2H), 7,05-7,00 (m, 1H), 6,98-6,96 (m, 1H), 6,94-6,90 (m, 1H), 5,84 (s, 1H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 445.9.

Coenuuenne 410: 'H SIMP (CDCls, 400 MI'n): 8 7,72 (s, 1H), 7,68 (s, 1H), 7,49-7,44 (m, 3H), 7,36-7,34
(m, 2H), 7,17-7,14 (m, 4H), 5,76 (s, 1H), 3,94 (s, 3H).

MC (UDP) m/z (M+H)" 445.9.

Coenuuenne 412: 'H SIMP (CDCls, 400 MTI'u): 8 7,70 (s, 1H), 7,67 (s, 1H), 7,49-7,42 (m, 5H), 7,36-7,34
(m, 2H), 7,12-7,10 (m, 2H), 5,78 (s, 1H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 462.1.

Coenuuenne 413: 'H SIMP (CDCls, 400 MI'n): § 7,70 (s, 1H), 7,67 (s, 1H), 7,50 (s, 1H), 7,47-7,35 (m,
5H), 7,32-7,29 (m, 1H), 7,20-7,19 (m, 1H), 7,10-7,06 (m, 1H), 5,82 (s, 1H), 3,94 (s, 3H).

MC (U2P) m/z (M+H)" 462.1.

Coemmuenwe 414: 'H SIMP (CDCls, 400 MTI'): & 7,83 (s, 1H), 7,79 (s, 1H), 7,55-7,45 (m, 4H), 7,40-7,34
(m, 3H), 7,31-7,29 (m, 1H), 7,24-7,21 (m, 1H), 5,74 (s, 1H), 3,97 (s, 3H).

MC (U3P) m/z (M+H)" 462,1.

Coeaunenus 533 u 535 momyyanu myteM B3aumojeicTBusi CoenrHenus 122 ¢ COOTBETCTBYIOLIUM 3aMe-
meHHbIM penosioM B IM®PA u KOH npu 130°C B Teuenue HOun.

Coemmuenne 533: 'H SIMP (CDCly, 400 MTI'w): & 7,75 (s, 1H), 7,68 (s, 1H), 7,48-7,43 (m, 3H), 7,34 (d,
J=8,4 I'n, 2H), 7,06 (d, J=9,2 I'y, 2H), 6,69 (d, J=9,2 T'u, 2H), 5,78 (s, 1H), 4,15 (t, J=4,8 ', 1H), 3,94 (s, 3H),
3,78 (t, J=4,8 T'u, 2H), 3,48 (s, 3H).

Coemuuenwe 535: '"H AMP (IMCO-dg, 400 MTI'): & 8,05~8,01 (m, 5H), 7,84 (s, 1H), 7,61 (d, J=8,8 I'n,
2H), 7,53 (d, J=8,4 I', 2H), 7,45 (s, 1H), 7,37 (s, 1H), 7,35 (s, 1H), 5,46 (s, 1H), 3,84 (s, 3H).

MC (U3P) m/z (M+H)" 457.2.

[Monyuenne Coenmnenus 664: K pactsopy Coenunenus 122 (210 mr, 0,569 mmons) B quokcane (20 mur)
J00aBIsIIM MUPUAA3UH-3-MIMeTaHaMuHa Tuapoxiopun (165 mr, 1,14 mmoins), NaOtBu (218 mr, 2,28 MMois),
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Kcanrgoc (Xphos) (27,2 mr, 0,057 mmons), npeakatanuzatop 13 (44,8 mr, 0,057 mmois). [Tonxyuennyro cMech
JIeTa3upOBaII 110]] BAKYYMOM H TPIDKABI potyBaiu N,. [ToaydeHHy0 peakIMOHHYI0 CMECh IIepEeMEIINBaIN TIPU
100°C B teuenue 14 4. CMech oxiaxkaanu 10 K.T. [lorydeHHyI0 cMech pa30aBIsiii BOJOW M MOABEPTalId dKC-
Tpakiuu nocpeactBoM DA. OObeAMHEHHBIH OpraHnYecKuid cioi cymmau Haa Na,SO4 U KOHIEHTPUPOBAIHU 10T
BaKyyMoM. llomydeHHBIH OCTATOK OYMINANM IOCPEACTBOM KOJIOHOYHOHM XpomaTorpaduu Ha CHIJIMKarese INpH
amronpoBaHun nocpenctsoM JXM:MeOH (50:1-10:1) ¢ nomyuennem Coenmaenus 664 (50 mr, Beixon: 20%) B
BHUJIE TBEPJOTO BEIIECTBA OJIEJHO-KEITOTO IBETA.

'H AMP (IMCO-dg, 400 MI'n): 8 9,15 (s, 1H), 7,91 (s, 1H), 7,67 (s, 2H), 7,60 (s, 1H), 7,49 (d, J=8.,8 T,
2H), 7,42 (d, J=8,8 I'u, 2H), 7,33 (s, 1H), 6,67 (t, 1H), 5,25 (s, 1H), 4,62 (t, J=5,6 I'y, 1H), 3,87 (s, 3H).

CoenuHenne 696 moJydaay IMyTeM B3aumMOACHCTBUS 4-Xi0p-1-(4-aTokcu-2-meTmwindennn)-5-(1-metun-1H-
npazon-4-wn)mupunus-2(1H)-ona ¢ 2-n3onponokcustanonom B npucytetsun NaH B pactBope B IM®A npu
K.T. B TedeHHe 12 4 ¢ moiy4eHueM KOHEYHOTO MPOIyKTa B BUE TBEPJIOTO BELIECTBA XKEJITOTO IBETA.

'H SIMP (CDCls, 400 MT'n): & 7,78 (s, 1H), 7,66 (s, 1H), 7,32 (s, 1H), 7,15 - 7,12 (m, 1H), 6,89 - 6,81 (m,
2H), 6,08 (s, 1H), 4,22 - 4,18 (m, 2H), 4,10-4,05 (q, J=6,9 T'n, 2H), 3,93 (s, 3H), 3,87-3,85 (dd, J=3,6, 5,6 I'L,
2H), 3,77-3,74 (td, J=6,1, 12,2 I'n, 1H), 2,16 (s, 3H),1,45 (t, J=6,9 I'n, 3H), 1,27 (d, J=6,3 I'y, 6H).

MC (U3P) m/z (M+H") 412,3.

Coenunenne 697 mosrydanu myTeM B3aumopaeicTBus 4-xiop-1-(4-aroken-2-merundenun)-5-(1-metnn-1H-
nupazod-4-win)nupunna-2(1H)-ora ¢ 2-(2-MeTOKCHITOKCH)3TaHoJIOM B ipucyTcTBur NaH B pactBope B JIMDA
IpH K.T. B TedeHUe 12 4 ¢ moydyeHneM KOHEYHOTO IPOAYKTA B BUJE TBEPAOTO BEIIECTBA CBETIIO-KEITOTO I[BETA.

'H SIMP (CDCl;, 400 MTI'u): & 7,79 (s, 1H), 7,64 (s, 1H), 7,31 (s, 1H), 7,13 (d, J=8,5 I'u, 1H), 6,89-6,81
(m, 2H), 6,07 (s, 1H), 4,25-4,20 (m, 2H), 4,11-4,03 (q, J=6,9 I'n, 2H), 3,96-3,90 (m, 5H), 3,78-3,72 (m, 2H),
3,66-3,60 (m, 2H), 3,45-3,40 (m, 3H), 2,16 (s, 3H), 1,45 (t, J=6,9 I'u, 3H).

MC (U2P) m/z (M+H+) 428,3.

CoenuHenne 698 moyrydaad MyTeM B3aumMOICHCTBUS 4-Xi0p-1-(4-aTokcu-2-Mmetmwindennn)-5-(1-metun-1H-
npason-4-uwn)mupunus-2(1H)-ona ¢ Terparnapo-2H-nupan-4-onom B npucyrcteun NaH B pactBope B JIMDA
IIpH K.T. B Te4eHue 16 4 ¢ moyyeHneM KOHEYHOTO POAYKTA B BHIE TBEPIOTO BEIIECTBA CBETIIO-KENTOTO L[BETA.

'H SIMP (CDCls, 400 MI'n): 8 7,63 (s, 1H), 7,60 (s, 1H), 7,31 (s, 1H), 7,13 (d, J=8.5 ', 1H), 6,89-6,81
(m, 2H), 6,10 (s, 1H), 4,64 (t t, J=3,9, 8,0 I', 1H), 4,07 (q, J=6,9 I'n, 2H), 4,04-3,96 (m, 2H), 3,95 (s, 3H), 3,64
(dt, J=1,8, 8,8 I'u, 2H), 2,21-2,12 (m, 5H), 1,91 (ttd, J=4,0, 8,4, 12,8 I';, 2H), 1,45 (t, J=7,0 I'y, 3H).

MC (U3P) m/z (M+H") 410,2.

ITpumep 11-D. CI/IHT63 CoenuHeHnus 154 (cxeMa XXVI)

o~ o~
Etl/ chos m CPBA, nxnn NaOH,
EtOH/H,0
ALETOH, 06p X011 06p Xon. AcO —"» HoO

XXVI-3
XXVI 1 XXVI-2 XXvi4
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| A HO N \ N
NSo XV |
N [¢]

Pd,(dba)s,KsPO,
OM®A, 110°C

OCF;

CoepguHenne 122 OCFs

CoeauHeHnne 154

Coemunenne XXVI-1 (1,0 T, 6,67 mmoins) u K,CO3 (1,38 1, 10 MMob) mobasisiau B anetoH (25 mi). Ja-
nee nob6asmsmu Etl (1,14 1, 7,33 mmons). [ToxyueHHy0 cMech HarpeBaiyu ¢ 0OpaTHBIM XOJIOAWIBHUKOM B Tede-
HUe 24 4. CMmech oXJaxnanu 10 K.T. M yOAJSUITH PacTBOpHUTENb. [lamee MOMydeHHBIH HEOYHIIEHHBIA MPOIYKT
pasbasisum ocpenctsoM DA (100 mi1), IpOMBIBAIM BOJOW U COJIEBBIM PaCTBOPOM, Cymin Haa Na,SO,, KoH-
HEHTPHPOBAIH TOA BakyyMoM c¢ nomydeHneM Coemmaenus XXVI-2 (870 mr, Bexoa: 73%), KOTOpo€E HCIIOIB30-
BaJIM HETIOCPEACTBEHHO 0€3 JOMOTHUTEIBHO OUNCTKH.

Cwmech Coemunenuns XXVI-2 (1,2 r, 6,74 mmoiis) u m-CPBA (1,5 1, 8,76 mmous) B IXM (30 M) HarpeBa-
M ¢ 0OpaTHBIM XOJIOAMIBHUKOM B TeueHue 48 4. [TonydeHHyr0 peakIMOHHYIO CMECh OXJIaXKJalH A0 K.T., pas-
6apmsun mocpeacteom JIXM (100 mi1), mMpoMBIBaIH HACHIIICHHBIM BOIH. Na,S,0; u BoxH. K,COj, cymmmnm Haj
Na,SO,. IIpoBonunu KOHIEHTpUpOBaHUE NOJ BakyyMoM c momyudeHueM Coemunenus XXVI-3 (1,0 r, Beixon:
HEOUHILEHHOTO TPOAYKTa 77%), KOTOpPOE MUCIIOIb30BAJIM HEMIOCPEICTBEHHO O€3 JOTIOJIHUTEIBHON OYHCTKH.

Coenunenne XXVI-3 (1 1, 5 MMonb) pactBopstim B TaHose (10 M), 3aTeM MeUICHHO TPOBOIMIN 00pa-
60tky pactBopoM NaOH (2,6 r) B H,O (3 mu). [TonyueHnyro cmech nepeMenBay 1pH K.T. B Teuenue 4 4. Ilo-
JTy4EeHHYIO CMECh KOHIIECHTPHUPOBAIM U OCTAaTOK pa3baBisiau Bogoi (10 mu). [lomydeHHyro cmech 00padaThIBan
HCI (BozmH) ¢ obecnieyeHneM KHUCIION peakIMy U MOJIBEPTain SKCTpakIuK rnocpeactoM DA (3x50 mi). Opranu-
geckre Ga3pl 00BEAMHSIN, MPOMBIBAIH COJIEBBIM PACTBOPOM, CyIIian Hal Na,SO,, KOHIEHTPUPOBAIH MIPH TTO-
HIDKEHHOM JIaBJICHHUH C MOTyYeHHEM HEOYHIIICHHOTO MpoayKTa. [10TydeHHBI 0CTaTOK OYHMINATIH MOCPEICTBOM
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¢dmm-xpomarorpadpun  Ha cwmkarene (II9/9A = 5:152:1) ¢ mnonydenmem Coengunenns XXVI-4
(800 wmr, Berxoma: ~100%).

Coeaunenrie 154 nonayyanu cOriiacHO METOJMKE, aHAJIOTUYHON onucaHHOU 1yisi cuHTe3a CoenuHeHus 153
(101 wmr, BeIxOM: 20%).

'H SIMP (CDCls, 400 MI'n): & 7,76 (s, 1H), 7,68 (s, 1H), 7,47-7,44 (m, 3H), 7,36-7,34 (m, 2H), 6,93-6,84
(m, 3H), 5,80 (s, 1H), 4,05 (q, J=7,2 I'u, 2H), 3,93 (s, 3H), 2,24 (s, 3H), 1,46 (t, J=7,2 T'm, 3H).

MC (U2P) m/z (M+H)" 486.

Coenunenne 155 momydananm COTIacHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenunenns 154, ¢
HCTIONIb30BaHueM 3-xyiop-4-3Tokcudenona BMecto Coeqnaenns XX VI-4.

'H SIMP (CDCls, 400 MI'n): & 7,71 (s, 1H), 7,67 (s, 1H), 7,48-7,44 (m, 3H), 7,36-7,34 (m, 2H), 7,21 (s,
1H), 7,03-6,96 (m, 2H), 5,80 (s, 1H), 4,14 (q, J=7,2 I'u, 2H), 3,94 (s, 3H), 1,51 (t, J=7,2 'y, 3H).

MC (U2P) m/z (M+H)" 505,9.

Coenunenne 157 moaydany MyTeM COTJIACHO METOIMKE, aHAJIOTHYHON MeTouKe noiaydeHnss CoeanHeHus
154, ¢ ucrionp3oBanneM 2-3TOKCU-5-ruapokcnoen3onnTpuia BMecto Coequnenns XX VI-4.

'H SIMP (CDCls, 400 MT'n): & 7,67 (d, J=7,6 I'u, 2H), 7,50-7,44 (m, 3H), 7,39-7,31 (m, 4H), 7,03 (d,
J=9,2T'u, 1H), 5,73 (s, 1H), 4,19 (q, J=6,8 I'u, 2H), 3,94 (s, 3H), 1,52 (t, J=6,8 ', 3H).

MC (U3P) m/z (M+H)" 497.

Coeaunenrie 162 mosydaiau COIVIACHO METOIMKE, aHAIOTMYHOU MeTonuke mnonydenus CoenuHenus 85, ¢
ucnonb3oBanueM 1-metmin-4-(4,4,5,5-terpamerm-1,3,2-muokcaboponan-2-mwn)-1 H-nmupaszona Bmecro Coemune-
Hus XXI1I-4 u ¢ ucnonbzoBanneM (4-3TokcH-2-MeTHIIHEHNIT)00poHOBOI KucioTsl BMecTo Coenmnenust X XI1-7.

'H SIMP (JIMCO-dg, 400 MTI'): & 7,93 (s, 1H), 7,71 (s, 1H), 7,64 (s, 1H), 7,10 (d, J=8,0 T'u, 1H), 6,90 (d,
J=2,8 'y, 1H), 6,84-6,81 (m, 1H), 5,95 (s, 1H), 4,04 (q, J=7,2 T'w, 2H), 3,86 (s, 3H), 3,79 (s, 3H), 2,00 (s, 3H),
1,33 (t, J=7,2 T'u, 3H).

MC (U2P) m/z (M+H)" 340,1.

CoenuHenne 532 mosydain COTIACHO METOJMKE, aHAIOTHYHOW MeToauke nonydeHus Coenunenns 154, ¢
ucnoib3oBanueM 4-xyop-1-(4-propdenwn)-5-(1-metmn-1H-mupazon-4-wn)mupuaua-2(1H)-ona Bmecto Coenu-
HeHus 122 u ¢ ucnionp3oBanueM ¢Gerona BMecto Coenunenust XXIV-4.

'H SIMP (CDCls, 400 MTI'): & 7,75 (s, 1H), 7,68 (s, 1H), 7,49-7,44 (m, 3H), 7,39-7,36 (m, 2H), 7,32-7,20
(m, 1H), 7,18-7,14 (m, 4H), 5,79 (s, 1H), 3,93 (s, 3H).

MC (U3P) m/z [M+H]" 362,1.

Coenunenrie 534 noayyanu cOrjacHO METOJUKE, aHAIOTUYHON MeToauke cuHTe3a Coennuenus 532.

'H SIMP (meranon-ds, 400 MI'm): & 8,02 (s, 1H), 7,93 (s, 1H), 7,85 (s, 1H), 7,58-7,54 (m, 4H), 7,45 (d,
J=8,8 I'u, 2H), 7,41-7,37 (m, 1H), 7,27 (d, J=8,8 I', 2H), 5,67 (s, 1H), 3,93 (s, 3H).

MC (MDP) m/z (M+H)" 378,1.

IIpumep 11-E. Cunre3 Coennnenus 542.

N o]
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Pd(OACc)2, Kcantdoc H [®]

0
5 NaOtBu, Tonyon, 100°C 7 CoenuHenue 542

K cmecn Coenunenus 1 (68 r, 0,465 momb) B Tomyone (250 mur) no6apmsum Cul (17,9 1, 0,093 monsb),
(Me,NHCH,), (36,8 1, 0,418 monp) u NaOMe (50,2 1, 0,93 mons). [TonmydeHHYIO CMeCh TPIKIBI MPOAYBAIA
azoroM u 3ateM HarpeBaiu npu 100°C B TeueHne 8 4. CMech KOHIIEHTPHPOBAIHN C YAAJICHHEM TOJyoJIa, pa3das-
nsima mocpenctBom H,O u moasepranu skcrpaknuu nocpeactBoM EtOAc. Ilocie crangapTHOi 00pabOTKH TO-
JTy4eHHBIH HEOUHIIEHHBIA MMPOIYKT MmoaBepranu xpomartorpadun Ha cunukarene (I19) ¢ monyuenuem Coeamne-
a2 (39,5 T, Beixoxd: 60%).

K pactBopy Coenunenus 2 (28,7 r, 0,2 monb) B JIMDPA (50 mi) nobasmsum NBS (35,5 1, 0,2 mons). Tlo-
TydeHHYI0 cMech HarpeBaiu npu 90°C B Teuenue 8 4. [TonydeHHOE HEOUHIIIEHHOE COeTMHEHUE 3 COOUpaH 1my-
TeM ¢unbTpoBaHus. (22 r, BeIxoa: 50%).

K nepememmBaemoit cmecu Coenunenust 3 (4 r, 18,1 mmons), Coenmunenus 4 (4,52 r, 21,72 MMoib) U
K,CO; (5 1, 36,2 mmonb) B JIMD/H,0 (48 mit, 00./06. = 5/1) no6aensu Pd(dppf)Cl, (668 mr, 0,91 MmMoms) B
3amuTHOM atMocdepe N,. [lonydeHHyI0 peakIMOHHYI) CMECh CHOBA JIETa3MPOBAH a30TOM M HArpeBaju ¢ 00-
PATHBIM XOJIOJWIEHUKOM B TeueHHe HOur. CMech KOHIIEHTPUPOBAIH, pa3dapisumm mocpeacteom H,O u moasep-
raju sKkcTpakimu nocpeactsoM EtOAc. OObeIMHEHHBIH OpraHUYECKHH CIIOH IPOMBIBAIIM COJIEBBIM PACTBOPOM,
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cymy HaJz 6e3BoqHBIM Na,SO, ¥ KOHICHTPUPOBAIH 1O/ BAKYyMOM. [10TydeHHBIH 0CTaTOK OYHMIIATH ITOCPE/I-
CTBOM KoJIoHO4HOH xpomatorpadun (IT3/DA = 2/1) ¢ momyuennem Coenunenus 5 (2,8 r, Berxox: 69%) B BuIe
TBEPJIOTO BEIIeCTBa OJIETHO-KEITOTO [[BETA.

K pactBopy Coenunenus 5 (500 mr, 2,24 mmons) B Tomyose (20 mi) go6asismu Coenunaenue 6 (757,1 mr,
4,48 mmoms), NaOtBu (860,2 mr, 8,96 mmonsn), Kcantdoc (129,5 mr, 0,224 mmons), Pd(OAc), (50,2 wr,
0,224 mmoup). TlonydeHHyI0 cMeCh Jera3upoBalii 10l BAKYYMOM M TPHOKIBI poayBaid N,. [Toyduennyio pe-
aKIMOHHYI0 cMech nepememuBaiy npu 100°C B Teuenune 14 4. CMech OXJTaXIaIN 110 K.T., pa30aBIsiiIn BOIOH U
TTOJIBEPTAIN AKCTPAKITNH TIocpeacTBOM DA. OObeTMHEHHBIH OpTaHUYeCKUi ciioi cymmm Has Na,SO,, KOHIIeH-
TPHUPOBAIH O] BakyyMoM. [loTydeHHBIH 0CTaTOK OYHUINANA TOCPEACTBOM XpoMaTorpaduu Ha CHIIMKATeNe MpH
anroupoBanuu mocpeacteom AXM:MeOH (50:1-10:1) ¢ momydyenuem Coemmnenus 7 (300 mr, 45%) B BUAE
TBEPAOTO BellecTBa OJICAHO-KENTOTO BETA.

Coenunenne 7 (300 mr, 1,01 mmons) pactBopsuin B BoaH. HBr (40%, 15 mur), monmy4eHHyt0 cMech Harpe-
BaJM ¢ OOpaTHBIM XOJOJIMILHUKOM B TeueHHUEe HouW. [locie oxnaxkaeHus A0 K.T. qoBoawnu pH momydeHHOU
cmecu 10 pH 4-5 mocpencreom BoxH. NaOH (1 M), monydeHHBIH 0cafiok cobupain myteM (QUIBTPOBaHUS H
CYIIVJIH TTOJ BakyyMoM ¢ niosrydeHneM Coenunenns 542 (40 mr, Berxon: 14%).

'H AMP (JIMCO-dg, 400 MI'm): & 10,60 (s, 1H), 8,81 (d, J=4,8 T'u, 2H), 7,85 (s, 1H), 7,55 (s, 1H), 7,43 (t,
J=4,8 'y, 2H), 6,99 (s, 1H), 6,33 (t, J=5,2 ', 1H), 5,16 (s, 1H), 4,47 (d, J=5,2 ', 1H), 3,89 (s, 3H).

CoenuHenne 544 moyryqaiy COTIacHO METOUKE, aHAJIOTHYHON MeToauke cuHTe3a Coenunenus 542, ¢ nc-
MOJIF30BAHNEM NMHPUANH-2-WIMeTaHaMiHa BMecTo CoenuHeHus 6.

'H SIMP (IMCO-dg, 400 MI'n): & 10,56 (s, 1H), 8,52-8,51 (m, 1H), 7,85 (s, 1H), 7,90-7,56 (m, 1H), 7,53
(s, 1H), 7,33 (d, J=8,0 I'y, 1H), 7,29-7,26 (m, 1H), 6,95 (s, 1H), 6,33 (t, J=5,6 I'y, 1H), 5,05 (s, 1H), 4,37-4,35
(d, J=5,6 T'm, 2H), 3,88 (s, 3H).

IIpumep 11-F. Cunre3 CoenuHeHus 536

B((}H)2
BOAH. HBr
N —> 0 _>
| Cu(OAc)2 Py, PyNO Pd/C, MeOH
H C MC4A, IXM, Oz

E
¢ /@ 0
® i N
POCI, g ®exon | A AcCl
_— _— _ N 0
100°C @\ KOH, IM®A, 130°C XM
. @ !

2
6

CoeauHeHue 536

[Honyuenne CoeauHeHus 3 TPOBOAUIM COTJIACHO 06H161/I Meronuke. Cmecy Coemunenus 3 (2,9 1,
8,5 mmonw) u Pd/C (0,29 r) B meTanone (20 mur) nepememmBaimu B atmochepe H, mpu k.T. B Teuenne 3 4. Cmech
(unbpTpOBaNK M KOHIICHTPHUPOBAJH ¢ orydeHueM Coennaenns 4 (2,7 r, Berxoa: 98%).

Cwmecws Coenmuenus 4 (2,5 v, 8 mmons) B BoxH. HBr (40%, 20 mi) mepemermmBanu npu 90°C B TeueHme
12 4. Tlocre OXJaXXACHUS A0 K.T. TONYYEHHYIO CMECh NPWIMBAJIM K BOJE, HEHTPAIN30BBIBATIH MOCPEICTBOM
NaHCO; u 3atem moaBeprayin 3kcTpakmuu nocpeactBoM JIXM/i-PrOH. O0bennHEHHBI OpTaHMYECKAN CITON
TIPOMBIBAJI COJIEBBEIM PacTBOPOM, CYIIHIN Haj 0e3BomHBIM Na,SO, M KOHIEHTPHUPOBAIX MO BaKyyMOM C IO-
nyyeHueM HeounmeHHoro Coenunenus 5 (2,05 r, Berxoa: 86%).

Coenunenue 5 (2,4 T, 0,008 momnb) B POCI; (20 mur) nepememmBanu npu 100°C B Teuenwue 2 4. ITocne 3a-
BEpIICHHUs IOJTYYEHHBIH OCTaToK pa3zdaBisu mocpenctBoM H,O u mozaBepranu SKCTPakIMH IIOCPEICTBOM
EtOAc. Cnemys oOme#l npomenype 0oOpaOOTKH, MOTYYCHHBIH OCTATOK OYHINATH TOCPEACTBOM  (hidI-
xpomatorpapun (I19:9A = 1:1) ¢ nomydenuem Coeannenus 6 (560 mr, Berxoa: 22%).

K cmecu Coenunenus 6 (300 mr, 0,95 mmoins), KOH (107 mr, 1,91 mmoins) B JIM®DA (20 mur) nobasisiiu
dhenoi (134 mr, 1,4 mmons). [Tonyuennyio cmech nepemenmuBain nmpu 130°C B reuenue 2 4. [Tocie oxmaxkaeHus
JI0 K.T. TIONY4YeHHYI0 cMech pazbaBisumm mocpenctsoM H,O m momsepramm skctpakuuu nocpeactsoM EtOAc.
Crnenys oOmieit nporenype o0pabOTKH, MOJYISHHBIH OCTaTOK ovHIaiy mocpeactsoM npern. BOXXX ¢ momyde-
uauem Coenunenns 7 (232 mr, Berxoa: 65%).

K pactBopy Coegunenns 7 (240 mr, 0,62 mmons) B IXM (20 mur) mobasmsumm AcCl (0,8 mi, 0,93 MMoib).
[omydeHHyr0 cMech MepeMenInBaId Npy K.T. B TEYCHUE 2 4 M MOJIYYCHHYIO CMECh pa30aBIisuld MOCPEICTBOM
JAXM (100 mur), opraHH9eCcKHil CII0H MPOMBIBAIN BOJOH, COJIEBEIM PAcCTBOPOM, CYIIWIIN Haa 0e3BoaHbIM Na,SOy
¥ KOHLIEHTPHPOBAJIH, TIOJIyYEHHBIH OCcTaTOK ouninaiy nocpenacrtsoM mper. TCX (IID/DA = 3/1) ¢ nonydeHnem
Coenmunenus 536 (132 mr, Berxoa: 52%).

'H SIMP (JIMCO-dg, 400 MT'nr): & 10,12 (s, 1H), 7,72 (m, 2H), 7,67-7,63 (m, 2H), 7,54-7,48 (m, 3H), 7,41-
7,37 (m, 1H), 7,34-7,33 (m, 1H), 7,29-7,26 (m, 2H), 7,23-7,21 (m, 2H), 7,11-7,09 (m, 1H), 5,35 (s, 1H), 2,03 (s,
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3H).

MC (U3P) m/z (M+H)" 415,1.

CoenuHenne 537 mMoyydainy COTIacCHO METOJUKE, aHATIOTHYHON MeToauke cuuTe3a Coenuaenus 536, ¢ nc-
nons3oBanneM Coenwnaenus 539 Bmecto Coenunenns 1. CTaauio THAPOTCHUPOBAHMS TPOBOIWIN MOCIE 3aMe-
mennst perona. Bmecro AcCl ucnonp3oBamm TMS-NCO.

'H SIMP (IMCO-dg, 400 MTI'm): o 8,86 (s, 1H), 8,06 (s, 1H), 7,93 (s, 1H), 7,84 (s, 1H), 7,57-7,53 (m, 3H),
7,39-7,30 (m, 5H), 6,93-6,91 (m, 1H), 5,98 (s, 2H), 5,35 (s, 1H), 3,84 (s, 3H).

MC (U2P) m/z (M+H) " 402,0.

CoenuHenne 545 moyrydany cOriacHO METOUKE, aHATIOTHYHON MeToauke cuHTe3a Coenunenus 536, ¢ nc-
MmoJib30BaHneM (4-meTokcudernn)oopoHoBoli KuciaoTel BMecTo CoeauHenust 1. Ctamuu TUApOTEHUPOBAHUS U
peaxuuu ¢ AcCl He TpoBOTUITH.

N N, |
N . X X
‘ A \/\O/ |
N O S, N ©
K,CO3, DMF, 100°C
O\/\

OH OMe

CoeauHeHune 545 CoeauHeHune 540

Coenunenne 540: K pactBopy Coemunenus 545 (200 mr, 0,56 mmons) B IM®PA (5 M) goGammisuin
1-x70p-2-MeTokcuaTaH (68 Mmr, 0,72 Mmmois) n K,CO; (155 mr, 1,12 Mmoos). [lonydeHHyro cMech nepemMennBa-
m nipu 100°C B TeyeHne HOYHM, 3aTeM pa30aBISsIM BOAOM M MOABEpraiy KCTpakuuu nocpeactsoMm JA. Ilocne
CTaHJAPTHOM MPOIEIypsl 0OPAOOTKU MOTYICHHBIA OCTaTOK ouunmiaimu nocpenactsom npern. TCX (II9:5A = 1:1)
¢ monydenneM Coenunenust 540 (100 mr, Borxon: 43%).

'H SIMP (CDCls, 400 MT'n): & 7,74 (s, 1H), 7,68 (s, 1H), 7,51 (s, 1H), 7,45 (t, J=8,0 T, 2H), 7,30 (d,
J=8,8 I'y, 2H), 7,26 (s, 1H), 7,16 (d, J=8,0 T'u, 2H), 7,03 (d, J=8,8 I'y, 2H), 5,79 (s, 1H), 4,16 (t, J=4,8 ', 2H),
3,93 (s, 3H), 3,77 (t, J=4,8 I',, 2H), 3,46 (s, 3H).

MC (U2P) m/z (M+H)" 418.1.

IIpumep 12-A. Cunres 4-meTmi, S-heHnanupHeHnIOHOBRIX aHATOTOB (cxeMa XX VII).

R

-
ArB(OH), B A @B(OH)Z
Bra A\ XXVII-2 | XXVI-4
| Cu(OAc)z, Py N0 A: Pd(dppf)Cla, KsCO3

|
N" 7O PyNO, XM, MC 4 A, Ar OM3/H:0, 06p. xor1.

XXVII-1 Oz XXVII-3

B: Pd(PPh3)4, Na,COs3
Tonyon/EtOH/H20, 06p. xon. XXVII-5

C: Pd(dppf)Clp, Na;COs3
Tonyon/Hz0, o6p. xon.

Coenunenne XXVII-3: K pacrBopy Coemmnenns XXVII-1 (1 sxB.) B AXM (0,1 MMonb/Mi) no6aBisiau
COOTBETCTBYIOIIYI0 OopoHOBYIO KHcaoTy XX VII-2 (1,5-2 5kB.), Cu(OAc), (1~3 3kB.), mupuauH (10 5kB.) u nu-
punua-N-oxcny (2-3 9KB.) ¢ IOCIeAYIOMUM 1006aBIeHneM MoeKynspHoro cuta 4A (200-500 mr). TTonyuennyro
PEaKkIMOHHYIO CMECh NepeMeIIMBali TPH K.T. B aTMOocdepe KHuciIopoaa B TedeHue Houu. [locne 3aBepiueHMs
peakuuy, mo nanHeM TCX, MoTydeHHYI0 cMech (GHIBTPOBAIM U ITPOMBIBAIN dTHIALETATOM; (QHILTPAT MPOMBI-
BaJIM COJICBBIM PacTBOPOM, cymmin Hax Na,SO, n KoHIeHTpupoBain. [10oTydeHHBIH OCTaTOK OYHUINAIN ITOCPE-
CTBOM (hIdII-XpoMaTorpad iy Ha CHIIMKArele C MOTydYeHHEeM KOHEYHOTO MPOIYKTa.

Tpu o6mme metoauku nonydeHuss Coenunenus XX VII-5.

Criocob A.

K cmecu Coemmuaenns XXVII-3 (1 skB.), cooTBeTCTBYIOmENH 60poHOBOH KmcioThl XX VII-4 (1,2 3kB.) u
K,COs3 (2 2xB.) B JIMD /H,0 (06./06. = 6/1) mo6asmsmu Pd(dppf)Cl, (0,1 skB.). [TomydeHHYIO peakiimOHHYIO
CMECh JICTa3upOBAIM MyTEM IIPOXYBaHHS a30TOM W 3aTE€M HarpeBajH ¢ OOpaTHBIM XOJOJHMIBHUKOM B TEUCHHUE
Houu. [Toce 3aBepIeHHs peakMy MOTYYEHHYIO CMECh OXJIXKIAIH JI0 K.T., KOHIEHTPUPOBAIH TI0/I BAKYYMOM.
[NomydeHHBIH OcTaTOK pa30aBisiM BOJOW M MOABEpralM SKCTpakuuu mocpenctBoM EtOAc. OO0beanHeHHBIH
OpPTaHWYECKUIl CIION MPOMBIBAJIM COJICBBIM PAacTBOpOM, cymmuin Hax Na,SO, ¥ KOHIEHTPUPOBAIH NPH TTOHHU-
JKCHHOM JaBieHuH. [ToaydeHHbIH 0cTaTOK OYUIIAIK TIOCPEICTBOM (IIdII-XpoMaTorpadiy Ha CHIIMKarele ¢ mo-
Jy4eHHEM KOHEYHOTO MPOAYKTa.

Crioco6 B.

K cmecu Coemmuaenns XXVII-3 (1 skB.), cooTBeTCTByIOmENH 60poHOBOH KmcioThl XX VII-4 (1,2 3kB.) u
Na,COs (2 3kB.) B Tomyone/EtOH/H,O (06./06./06. = 5/2/1) no6asnsmu Pd(PPhs), (0,1 3kB.). Ilonyuennyro pe-
AKIIMOHHYIO CMECh JIETa3MpOBAIH ITyTeM IPOTYyBaHUSA a30TOM M 3aT€M HarpeBaX ¢ OOPAaTHBIM XOJIOAUIHLHUKOM
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B TedyeHune Houu. [Tociie 3aBepuieHns] peakuy NOIYYSHHYI0 CMECh OXJIaXKJIAIH 10 K.T., KOHIEHTPUPOBAIH HOX
BakyyMoM. [lomyueHHBIN ocTaTOK pa30aBisuIn BOAOH M moABeprany SKCcTpakiuu nocpenctsom EtOAc. O6venu-
HEHHBIA OPTaHMUYECKUN CJIOH MPOMBIBAIIU COJIEBBIM PACTBOPOM, Cynivid Hax Na,SO, v KOHIICHTPUPOBAIHU MPH
TIOHM)KEHHOM JaBlieHUH. [10Ty4eHHBIH OCTATOK OYHUIAIH TOCPEICTBOM (IIAII-XpoMaTorpad e Ha CHITMKaresie ¢
MOJTyYeHHEM KOHEYHOTO MPOAYKTa.

Croco6 C.

K cmecu Coenunenus XX VII-3 (1 skB.), 6oponoBoit kucioTel XX VII-4 (1,2 3kB.) n Na,COs (2 3kB.) B TO-
nyone/H,O (06./06. = 5/1) no6asmsuin Pd(dppf)Cl, (0,1 5kxB.). [TomydeHHYIO peaKIIMOHHYIO CMECh JETa3upOBAIH
IyTEeM IIPOIyBaHHs a30TOM M 3aTeM HarpeBay ¢ 0OpaTHBIM XOJIOJMJIBLHUKOM B TedueHue HouH. [Tocne 3aBepire-
HHS PEaKLUH MOJYyIEHHYIO0 CMECh OXJIaXKAAIN 10 K.T., KOHIIEHTPUPOBAJIHN 110J] BakyyMoM. [lomydeHHBIi ocTaToK
pa30aBisuIM BOAOH M MOABEPTraiM dKCcTpakiuy nocpenctsoM EtOAc. OO0beiMHEHHBIH OpraHn4ecKui cJIoi mpo-
MBIBAJI COJICBBIM pacTBOPOM, cymmian Hax Na,SO4 M KOHIEHTPUPOBAIU HPH MOHWKEHHOM JaBineHuu. [lomy-
YEeHHBIH OCTAaTOK OYHIIAIH ITOCPEACTBOM (hIdII-XpoMaTorpaduy Ha CHIIMKArese ¢ MoJy4eHHeM KOHEUYHOTO Ipo-
JTYKTa.

Coenunenns 163-171, 191, 194, 201-205, 552 nonmyyanu coriacHo omucanHoMmy Bheime Crocody A. Co-
equHenus 172-177 momydanu coriacHo omucaHHoMy Bbiie Crioco0y B. Coemunenus 195-198 momywanm co-
ri1acHo onucanHoMy Bhimie Crioco0y C.

Coenuuenne 163: "H IMP (CDCls, 400 MI'n): § 7,69-7,60 (m, 4H), 7,44-7,35 (m, 3H), 7,30-7,26 (m, 2H),
7,20 (s, 1H), 6,60 (s, 1H), 2,16 (s, 3H).

Coenuuenne 164: "H IMP (CDCls, 400 MI'n): § 7,50-7,47 (m, 2H), 7,43-7,38 (m, 3H), 7,35-7,31 (m, 2H),
7,30-7,26 (m, 2H), 7,21 (s, 1H), 6,60 (s, 1H), 2,16 (s, 3H).

Coenuuenne 165: 'H AMP (CDCls, 400 MI'n): & 7,50-7,35 (m, 8H), 7,30-7,26 (m, 2H), 7,22 (s, 1H), 6,59
(s, 1H), 2,16 (s, 3H).

Coenuuenne 166: "H SIMP (CDCls, 400 MI'n): 8 7,53-7,49 (m, 1H), 7,44-7,37 (m, 4H), 7,34 (s, 1H), 7,30-
7,19 (m, 3H), 7,19 (s, 1H), 6,59 (s, 1H), 2,16 (s, 3H).

Coenuuenne 167: 'H SIMP (CDCls, 400 MI'): & 8,67 (s, 1H), 7,69 (s, 1H), 7,44-7,27 (m, 8H), 7,01 (d,
J=7,6 Ty, 1H), 6,66 (s, 1H), 2,21 (s, 3H), 2,01 (s, 3H).

Coemuuene 168: 'H IMP (CDCls, 400 MT'n): & 7,43-7,35 (m, 3H), 7,32-7,28 (m, 2H), 7,17 (s, 1H), 7,13
(d, J=8,8 T'm, 1H), 6,84-6,78 (m, 3H), 4,04 (q, J=7,6 T'w, 2H), 2,22 (s, 3H), 2,15 (s, 3H), 1,42 (t, J=7,6 T'm, 3H).

Coemuuenwe 169: "H SIMP (CDCls, 400 MI'n): & 7,98 (s, 1H), 7,44-7,35 (m, 3H), 7,29-7,25 (m, 3H), 7,22-
7,18 (m, 1H), 7,03 (d, J=8,4 I'y, 1H), 6,79 (s, 1H), 2,28 (s, 3H), 2,20 (s, 3H).

Coemuuenwe 170: 'H SIMP (CDCls, 400 MTI'): & 7,78 (d, J=8,4 I'i, 2H), 7,60 (d, J=8,0 I';, 2H), 7,45-7,38
(m, 3H), 7,30-7,27 (m, 3H), 6,77 (s, 1H), 2,21 (s, 3H).

Coemuuene 171: 'H IMP (CDCls, 400 MT'n): & 7,50-7,41 (m, 5H), 7,31-7,25 (m, 5H), 6,87 (s, 1H), 2,24
(s, 3H).

Coemuuenne 172: 'H SIMP (CDCls, 400 MTI'): & 9,07 (s, 1H), 7,67 (s, 1H), 7,29-7,21 (m, 5H), 7,12-7,07
(m, 2H), 6,95-6,93 (m, 1H), 6,60 (s, 1H), 2,17 (s, 3H), 1,95 (s, 3H).

MC (M3P) m/z [M+H]" 337,0.

Coemuuenwe 173: 'H SIMP (CDCls, 400 MT'): & 7,75 (d, J=8,4 I', 2H), 7,58 (d, J=8,4 I'n, 2H), 7,27-7,24
(m, 2H), 7,18 (s, 1H), 7,13-7,09 (m, 2H), 6,59 (s, 1H), 2,13 (s, 3H).

MC (U3P) m/z [M+H]" 348,0.

Coemuuenwe 174: "H SIMP (CDCls, 400 MI'n): & 7,54-7,50 (m, 1H), 7,41-7,38 (m, 1H), 7,33 (s, 1H), 7,29-
7,24 (m, 3H), 7,17 (s, 1H), 7,10 (t, J=8,4 I'y, 2H), 6,58 (s, 1H), 2,13 (s, 3H).

MC (U3P) m/z [M+H]" 364,0.

Coenuuenne 175: "H IMP (CDCls, 400 MI'n): § 7,26-7,22 (m, 2H), 7,13-7,06 (m, 4H), 6,84-6,78 (m, 2H),
6,58 (s, 1H), 4,04 (q, J=6,8 I';, 2H), 2,16 (m, 3H), 2,14 (m, 3H), 1,42 (t, J=6,8 I', 3H).

MC (UDP) m/z [M+H]" 338.2.

Coenuuenne 176: "H IMP (CDCls, 400 MI'n): § 7,50-7,46 (m, 2H), 7,43-7,41 (m, 3H), 7,26-7,23 (m, 2H),
7,20 (s, 1H), 7,12-7,07 (m, 2H), 6,58 (s, 1H), 2,13 (s, 3H).

MC (UDP) m/z [M+H]" 280,1.

Coenuuenne 177: "H IMP (CDCls, 400 MI'n): § 7,77-7,68 (m, 4H), 7,35-7,31 (m, 2H), 7,26-7,17 (m, 3H),
6,67 (s, 1H), 2,21 (s, 3H).

MC (UDP) m/z [M+H]" 348.1.

Coemuuenne 191: 'H SIMP (CD;0OD, 400 MI'n): & 7,61-7,57 (m, 2H), 7,52 (s, 1H), 7,46-7,41 (m, 5H),
7,32-7,30 (m, 1H), 6,59 (s, 1H), 2,22 (s, 3H).

MC (M3P) m/z (M+H)" 380,0.

Coemuuene 194: "H SIMP (CDCls, 400 MTI'n): & 7,51-7,48 (m, 2H), 7,41-7,32 (m, 3H), 7,27-7,13 (m, 4H),
6,60 (s, 1H), 2,11 (s, 3H).

MC (U93P) m/z (M+H)" 364,1.
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Coemuuenwe 195: "H SIMP (CDCls, 400 MTI'n): & 7,50-7,45 (m, 3H), 7,36-7,32 (m, 2H), 7,24-7,19 (m, 2H),
7,15-7,10 (m, 1H), 6,58 (s, 1H), 2,13 (s, 3H).

Coemunenwe 196: "H SIMP (CDCls, 400 MI'n): & 7,49-7,45 (m, 2H), 7,36-7,32 (m, 2H), 7,24-7,19 (m, 2H),
7,15-7,10 (m, 1H), 7,03-6,99 (m, 1H), 6,58 (s, 1H), 2,13 (s, 3H).

Coemunenne 197: 'H IMP (CDCls, 400 MI'n): & 7,50-7,47 (m, 3H), 7,40 (s, 1H), 7,37-7,32 (m, 2H), 7,18
(s, 1H), 7,13 (d, J=8,0 'y, 1H), 6,60 (s, 1H), 2,15 (s, 3H).

Coemuuene 198: 'H SIMP (CDCls, 400 MT'n): & 7,48-7,42 (m, 3H), 7,36-7,32 (m, 2H), 7,20 (s, 1H), 7,10
(m, 1H), 7,02 (m, 1H), 6,59 (s, 1H), 2,15 (s, 3H).

Coemunenne 201: 'H IMP (CDCls, 400 MI'n): & 7,48-7,46 (m, 2H), 7,35-7,30 (m, 2H), 7,16 (s, 1H), 6,90-
6,88 (m, 1H), 6,78 (s, 1H), 6,75-6,71 (m, 1H), 6,56 (s, 1H), 4,29 (s, 4H), 2,16 (s, 3H).

MC (U2P) m/z (M+H)" 404,0.

Coemunenne 202: 'H IMP (CDCls, 400 MI'n): & 7,50-7,47 (m, 2H), 7,35-7,31 (m, 2H), 7,17 (s, 1H), 6,85-
6,82 (m, 1H), 6,75-6,70 (m, 2H), 6,56 (s, 1H), 6,00 (s, 2H), 2,15 (s, 3H).

MC (U2P) m/z (M+H)" 389,9.

Coemunenne 203: Na,CO; ucnoas3osanu Bmecto K,COjs.

'H SIMP (CDCl;, 400 MI'n): & 7,49-7,47 (m, 2H), 7,34-7,30 (m, 2H), 6,90-6,86 (m, 2H), 6,72-6,70 (m,
2H), 6,60 (s, 1H), 5,99 (s, 2H), 2,19 (s, 3H).

MC (U2P) m/z [M+H]" 390,1.

Coenunenne 204: Pd(PPh;), ucnons3oBaimm BMecto Pd(dppf)Cl,, a Na,CO; ucnonp3oBaim BMecto K,COs.

'H SIMP (CDCls, 400 MI'n): & 7,51-7,49 (m, 2H), 7,34-7,30 (m, 2H), 7,18 (s, 1H), 6,93-6,84 (m, 2H),
6,72-6,70 (m, 1H), 6,56 (s, 1H), 4,28 (s, 4H), 2,09 (s, 3H).

MC (U3P) m/z [M+H]" 403.9.

Coenmunenne 205: 5-0pom-4-(tpudropmerin)mupunus-2(1H)-on wucmonms3oBanu Bmecto CoelTUHCHUS
XXVII-1. Na,CO; ucnons3oBanu BMecTo K,COs.

'H SIMP (CDCls, 400 MI'ry) & 7,50-7,48 (m, 2H), 7,37 (d, J=8,4 ', 2H), 7,32-7,26 (m, 3H), 7,11-7,07 (m,
3H).

MC (U3P) m/z [M+H]" 417.8.

Coemmuenwe 552: 'H SIMP (CDCls, 400 MI'm): & 9,04 (s, 1H), 8,05 (s, 1H), 7,98 (d, J=8,4 I', 1H), 7,39-
7,36 (m, 1H), 7,17-7,13 (m, 2H), 6,84 (s, 1H), 6,80 (dd, J=1,6, 4,4 T'u, 1H), 8,16 (dd, J=2.4, 8,4 T'n, 1H), 6,62 (s,
1H), 4,04 (q, J=7,2 Tu, 2H), 2,20 (s, 3H), 2,19 (s, 3H), 1,41 (t, J=7,2 T'u, 3H).

MC (U2P) m/z (M+H)" 377,1.

IIpumep 12-B. Cunre3 4-metu, 5- (beHHnan(beHH;LOHOBLIx anayoroB (cxema XX VIII).

(HO)zB
7
Br\é\ o oxxvm2 aq HBr R—\ |
x

OM3/H:0, 06p X0n. N 0
XXVII- XXVII-3 H

XXVIII-4
Cnoco6 1: ArB(OH)2, Cu(OAc).
Py, PyNO, DCM, 4A MS, 02
Cnocob 2: ArX, Cul, KzCOs, JM®A

Cnocob 3: ArX, Cul, K2COs,
8-rmapokCuxuHonuH, AM®A XXVIII-5

Coeannenne XX VIII-3 momydanu cornacao Criocody A nns nonydenus Coequaenus XX VII-5.

Coennnenne XXVII-4: Cmecs Coennnernns XXVIII-3 B Boxu. HBr (48%) mepememmBamu npu 100°C B
TedyeHne Houu. [locie oxXmaxaeHus 10 K.T. HOJTYYCHHYIO CMECh KOHIIEHTPUPOBAIN O BaKyyMoM. OcTaBIIyrocs
CMeCh HEWTpanu3oBbIBaJIM HachllleHHBIM BoaH. NaHCO; u moaBepranu skcTpakuuu mnocpeactsoM EtOAc
(3x30 mur). OOBeAMHEHHBIN OPTAaHUYECKUH CIION TPOMBIBAIIA BOJON M COJIEBBIM PACTBOPOM, CYIIMIIU Haa Oe3-
BOoAHBIM Na,SO, 1 KOHLEHTPUPOBAIIHU NIOJ BAKyyMOM C NosrydyeHreM HeouuiieHHoro Coenunennus XXVIII-4.

Tpu obmue mertomuku nmoyueHus Coepuaennst XX VIII-5.

Croco6 1.

K pactBopy Coenmuenust XX VIII-4 (1 3xB.) B XM (0,1 MMOITB/MIT) T0OABJISLITA COOTBETCTBYIOMIYIO OOpPO-
HOBYI0 Kuciory XXVIII-2 (1,5-2 skB.), Cu(OAc), (1~3 3kB.), mupuaus (10 3kB.) u mupunuH-N-okcug (2-3 9KB.)
¢ TIOCNIEMYIOIINM T00aBIeHIEM MONEKyIapHoro cuta 4A (200-500 Mr). TlonydeHHyI0 PEaKIHOHHYIO CMECh TTe-
peMeInBaiy IpH K.T. B aTMocepe kuciopoaa B TedeHne Houl. [Tocne 3aBepureHus peaku, o ganHsM TCX,
MOJYYCHHYIO CMeCh (DMIBTPOBAIN W MPOMBIBATH ITHUJIALETATOM; (DUIBTPAT MPOMBIBATIH COJIEBBIM PAcTBOPOM,
cymmad Hax NaySO; ¥ KOHIEHTpHpOBaIH. [loMydeHHBIN OCTATOK OYHMINANH ITOCPEACTBOM  (hIIdII-
XpoMaTorpaguu Ha CHJIMKareye ¢ MOJTyYCHHEeM YKa3aHHOTO B 3arosioBke coemuHeHus. CoemuHenws 181-183,
178-180, 192 u 193 mony4anu cornmacao Crioco0y 1.
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Coemunenwe 178: "H SIMP (CDCls, 400 MI'n): & 7,43-7,39 (m, 2H), 7,28-7,23 (m, 5H), 7,12-7,08 (m, 3H),
6,60 (s, 1H), 2,13 (s, 3H).

MC (U3P) m/z [M+H]" 298,0.

Coemuuenne 179: 'H SIMP (CDCls, 400 MT'w): & 7,34 (s, 1H), 7,30-7,21 (m, 3H), 7,16 (d, J=8,4 I'n 1H),
7,12-7,07 (m, 2H), 7,02 (s, 1H), 6,59 (s, 1H), 2,19 (s, 3H), 2,15 (s, 3H).

MC (UDP) m/z [M+H]" 327.9.

Coenuuenne 180: 'H SIMP (CDCls, 400 MI'm): & 7,38-7,33 (m, 2H), 7,18 (s, 1H), 7,09 (t, J=8,8 I'u, 2H),
6,60 (s, 2H), 6,57 (s, 1H), 3,85 (s, 9H), 2,13 (s, 3H).

MC (U2P) m/z (M+H)" 370,1.

Coenuuenne 192: "H SIMP (CDCls, 400 MI'n): 8 7,49-7,46 (m, 2H), 7,45-7,32 (m, 3H), 7,20 (s, 1H), 7,09-
7,00 (m, 2H), 6,98 (m, 1H), 6,58 (s, 1H), 2,16 (s, 3H).

MC (U2P) m/z (M+H)" 364.0.

Coenuuenne 193: "H IMP (CDCls, 400 MI'n): & 7,38-7,34 (m, 1H), 7,33-6,98 (m, 5H), 6,84-6,78 (m, 2H),
6,58 (s, 1H), 4,04 (q, J=7,2 I'n, 2H), 2,17 (s, 6H), 1,42 (t, J=7,2 I'm, 3H).

MC (U2P) m/z (M+H)" 338, 1.

Coemuuenne 181: 'H SIMP (CDCls, 400 MI'u): § 7,50 (d, J=8,8 I', 2H), 7,38 (d, J=8,8 I'n, 2H), 7,28-7,23
(m, 3H), 7,13 (t, J=8,4 I'n, 2H), 6,86 (s, 1H), 2,21 (s, 3H).

Coemuuenne 182: 'H SIMP (CDCls, 400 MTI'w): & 7,25-7,21 (m, 2H), 7,16 (s, 1H), 7,08 (t, J=8,4 I'u;, 2H),
6,95-9,92 (m, 2H), 6,88-6,85 (m, 1H), 6,56 (s, 1H), 4,28 (s, 4H), 2,11 (s, 3H).

Coemunenne 183: 'H SIMP (CDCls, 400 MTI'w): & 7,26-7,22 (m, 2H), 7,16 (s, 1H), 7,09 (t, J=8,4 I'u;, 2H),
6,92 (s, 1H), 6,88-6,80 (m, 2H), 6,56 (s, 1H), 6,02 (s, 2H), 2,12 (s, 3H).

Croco0 2.

K nepemenmBaemoii cmecu 5-(4-propdennn)-4-metmmmupunua-2(1H)-ona (203 mr, 1 mmois, 1,0 3kB.),
1-6pom-2-meTtun-4-(tpudTopmerokcu)oenzona (382 mr, 1,5 mmons, 1,5 3kB.) u K,CO; (276 wmr, 2 MModib,
2,0 sxB.) B IM®DA (5 M) mobasisumu Cul (19 mr, 0,1 Mmmons, 0,1 3kB.). [Tony4eHHYIO peaKIMOHHYIO CMECh Tie-
pememmBany nipu 140°C B Tedenue 3 nHe B 3ammTHON atMochepe N,. CMech oXiaxIaiu 10 K.T., pa30aBisuim
nocpenactBoM DA (50 M), MPOMBIBAIM BOJOW U COJIEBBIM PAacTBOPOM, KOHIICHTpUPOBaIH. [1oaydeHHBIH 0CTaTOK
OYUINAIH TOCPEICTBOM (umII-xpoMaTorpadun Ha cunukarene (I13:5A = 5:1—1:1) ¢ monyuernem CoeTuHEHUS
186 (40 mr, BeIXOT: 11%).

'H SIMP (CDCls, 400 MI'n): 8 7,27-7,17 (m, 8H), 7,12-7,07 (m, 1H), 6,60 (s, 1H), 2,23 (s, 3H), 2,15 (s,
3H).

MC (UDP) m/z [M+H]" 378.0.

NO2
% H2 Pd/C TMS NCO
(¢]

0
Cul, KoCOs, Teon N HQN H
[IM®A, 110°C
XXVill-4a o

XXVIII-5a XXVIil-6a Coep,vmerme 557

Coenunenne XX VIII-5a nonygam n3 Coennnenust XX VIII-4a cornacHo onncanHomy Bhiie CriocoOy 2.
Coenunenne XXVIII-6a momywann myrem runporenupoBanus (npumepno 345 xlIla (50 Psi)) Coenmnenus
XXVIII-5a B aTanone npu k.T. B TeueHue 4 u. CoenuHenue 557 nmomydanu B pe3ynbraTe B3auMoneicTaus Co-
emunenng XXVIII-6a ¢c TMS-NCO.

'H SIMP (JIMCO-dg, 400 MI'n): & 8,21 (d, J=8 'y, 1H), 7,99 (s, 1H), 7,93 (s, 1H), 7,42-7,39 (m, 2H), 7,30-
7,26 (m, 2H), 7,09 (t, J=7,6 I'u, 1H), 7,01 (m, 2H), 6,93 (m, 1H), 6,17 (s, 2H), 2,26 (s, 3H).

MC (UDP) m/z [M+H]" 338.0.

Crioco6 3.

K mepemermmBaemoii cmecu S5-(4-propdenmn)-4-metmmmupuana-2(1H)-ona (2,04 r, 10 mmous, 1,0 9kB.),
4-6pomben3o[d][1,3]auokcona (3,0 r, 15 mmoms, 1,5 3kB.) 1 K,COs (2,76 T, 20 MMoutb, 2 9kB.) B IM®DA (50 M)
no6apnsmi Cul (191 mr, 1 mmomnb, 0,1 9kB.) 1 8-ruapokcuxuHOIMH (140 Mr, 1 MMoub, 0,1 3kB.). [TodydeHHYyIO
PeaKIMOHHYI0 cMech nepeMerimBaiu npu 140°C B Teuenue 3 mHel B 3amuTHON atMocdepe N,. CMech oxiax-
JIAIK JI0 K.T., pa30aBisutu mocpeacTBoM DA (250 mit), mMpOMBIBAIH BOJIOW U COJICBBIM PACTBOPOM, KOHIICHTPUPO-
Ban. [lomydeHHBI OCTaTOK oOdMINANK MOCpeAcTBOM (umm-xpomatorpaduu Ha cuinukarenae (II19:DA =
5:1>1:1) ¢ momyuennem Coenunenus 184 (680 mr, Berxon: 21%) B BUIE TBEpAOTO BeLlecTBa OEIOTO IIBETA.

'H SIMP (CDCls, 400 MTI'): & 7,35-7,32 (m, 2H), 7,26 (s, 1H), 7,18 (t, J=8,8 T';, 2H), 7,02-6,94 (m, 3H),
6,67 (s, 1H), 6,13 (s, 2H), 2,21 (s, 3H).

MC (U3P) m/z [M+H]" 323.8.

Coeaunenne 185 mosyyaiau COriacHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coenunenus 184, c
UCIIONIB30BaHUEM S5-0poM-2,3-muruapooen3o[b][1,4]nnokcuna BMecto 4-6pomben3o[d][ 1,3 ]auokcona.

'H SIMP (CDCls, 400 MI'n): & 7,28-7,24 (m, 3H), 7,11-7,06 (m, 3H), 6,94-6,88 (m, 3H), 6,57 (s, 1H),

- 163 -



034171

4,30-4,28 (m, 4H), 2,13 (s, 3H).

MC (M2P) m/z [M+H]" 338,1.

Coenunenne 187: K pacrBopy Coemunenus 172 (378 wmr, 1,12 mmons) 8 EtOH/H,0 (10 mut, 06./06. = 2/1)
nobasnsimm BogH. H,SO4 (6 M, 2 min). [lomydeHHyI0 cCMeCh HarpeBalii ¢ 0OpaTHBIM XOJIOAUIHLHIUKOM B TEUCHHE
Houn. AHanu3 mocpenctBoM JKXMC mokaszani, 9To peakius 3aBepimiach. [10aydeHHy0 cMeCch KOHIIEHTPHUPO-
BaJIW, MoJBepraiyu 3kctpakuuu nocpeactsoM EtOAc (3x30 mir). OObeAMHEHHBIH OpraHUYeCKHH CIIOH MPOMBIBa-
JIM COJIEBBIM PAacTBOPOM, CYIIWIIN Haj 0e3BOAHBIM Na,SO, 1 KOHICHTpHpOoBaH. [lorydeHHbII 0cTaTOK OYHIIa-
mm mocpencteoM npen. TCX (II9/2A = 3/1) ¢ monyuennem Coenunenns 187 (200 mr, Berxoxa: 60%).

'H SIMP (CDCl;, 400 MTI'u): § 7,26-7,21 (m, 3H), 7,18 (s, 1H), 7,11-7,06 (m, 2H), 6,75-6,68 (m, 3H), 6,56
(s, 1H), 2,12 (s, 3H).

Coenunenne 188: K pactBopy Coemunenus 187 (80 mr, 0,102 mmons) B TT®/H,O (2 M, 06./06. = 4/1)
no6asistmn KOCN (10 wmr, 0,112 mMons) n AcOH (oxny karuto). ITomydeHHYI0 cMech HarpeBajid ¢ 00paTHBIM
XOJIONUIBHUKOM B TedeHue Houu. AHanu3 nocpeactBoM KXMC mokasan, 4yTo peakuus 3aBepiuniach. [lomy-
YCHHYIO CMECh KOHIICHTPHUPOBaIH, pa3daBisutu nocpeacteoM EtOAc (50 mir), MpOMBIBaIH COJICBBIM PaCTBOPOM,
cymmad Haj Oe3BomHbIM Na,SO, W KOHIEHTpUpoBaiu. [loNydeHHBIH OCTATOK OYMIIANU MOCPEACTBOM IMPEIL
B3XX ¢ momyuennem Coenunenus 188 (62,2 mr, Bexon: 67%).

'H SIMP (CDCls, 400 MTI'): & 8,12 (s, 1H), 7,62 (s, 1H), 7,24-7,21 (m, 3H), 7,13-7,08 (m, 2H), 6,88 (d,
J=8,8 T'u, 1H), 6,81 (d, J=8,0 I'y, 1H), 6,60 (s, 1H), 4,84 (s, 2H), 2,18 (s, 3H).

Coenunenne 559 nomyyanu mytem B3aumoneiictus Coenmunenus XX VIIl-4a ¢ 2-prop-5-noganmnnHoM ¢
WCTIONIb30BaHNEM onmrcaHHoro BhIie Criocoba 3 ¢ mocienyromuM B3anmoeiictsuem ¢ TMS-NCO.

'H SIMP (JIMCO-dg, 400 MTI'm): & 8,53 (s, 1H), 8,19 (d, J=6,0 I'n, 1H), 7,44-7,40 (m, 3H), 7,29-7,20 (m,
3H), 6,97 (m, 1H), 6,43 (s, 1H), 6,27 (s, 2H), 2,08 (s, 3H).

IIpumep 12-C. Cunte3 Coeaunenns 199 (cxeMa XXIX)

F
cl F
S ~BF3K s
N o XXIX-1 TsNHNH2

Pd(dppf)Cly,
Na2COs, AM3/H20

NaOAc, ,ElMS/HzO

110°C

OCF3 OCF; OCF,

Coenunexne 87 XXIX-2 CoeauneHune 199

K mnepememmBaemoit cmecu Coemmnenus 87 (200 mr, 0,52 mmons), Coemmuenus XXIX-1 (92 wr,
0,68 mMoib) 1 Na,COj3 (60 wmr, 1,4 mmois) B IM3D/H,0 (18 mi, 06./06. = 8/1) nobasmsmu Pd(dppf)Cl, (140 mr,
0,99 mmomnp) B 3amuTHON atMochepe N,. [TomydeHHy0 peakinoHHy0 cMech nepeMeruBamu mpu 110°C B Te-
yeHue Houn. CMech KOHICHTpUpPOBaIM ¢ yaaneHuem JIMD, pa3basismu mocpenactsom H,O, moasepraim sKc-
tpakiuu nocpeactBoM EtOAc (3x30 mur), opraHM4ecKui ClIod IPOMBIBAIN BOAOH M COJIEBBIM PacTBOPOM, Cy-
i Hag 6e3BomHBIM Na,SO4 M KOHIICHTPHPOBAJIH TIOA BaKyyMOM, ITOJTyYEHHBIH OCTATOK OYHIIAIH HOCPEICT-
BoM mpen. TCX (IT9:0A = 2,5:1) ¢ monmyuennem Coennnenns XXIX-2 (112 mr, Berxoxa: 57%) B BHae TBEpAOTO
BEIIIeCTBa OEJIoTo IBETA.

MC (UDP) m/z [M+H]" 376,09.

Coemunenne XXIX-2 (170 mr, 0,45 mmons), TsNHNH, (338 wmr, 1,81 mmons) u NaOAc (371 wr,
4,53 mmous) no6asistin B IM3/H,0 (20 M, 06./06. = 5/1). [lonydeHHyr0 peakIMOHHYIO CMECh ITepeMEIINBaAIIN
npu 110°C B Teuenne Houn. CMech KOHIEHTPUPOBAIH ¢ yaanenuem JIMD, pasbasisum nocpencrsom H,O, mon-
Beprainu dkcTpakiuuy nmocpenctsoM EtOAc (3x30 mur), opraHudecKuil coi MpOMBIBAJIM BOJIOW U COJIEBBIM pac-
TBOPOM, CyIIWIX Haja 0e3BoOAHBIM Na,SO, M KOHIIEHTPUPOBAIHU O BAKYYMOM, MOJTYYCHHBIH OCTATOK OYHUINAH
nocpencteoM mper. BOXKX ¢ monyuennem Coenunenus 199 (107 mr, Berxoa: 64%) B BUIE TBEpJOTO BEHIECTBA
Geroro Bera.

'H SIMP (CDCls, 400 MI'n): & 7,49-7,46 (m, 2H), 7,33-7,31 (m, 2H), 7,26-7,22 (m, 2H), 7,14 (s, 1H),
7,11-7,06 (m, 2H), 6,60 (s, 1H), 2,46-2,41(m, 2H), 1,12-1,07 (m, 3H).

MC (U2P) m/z [M+H]" 378,10.

IIpumep 12-D. Cunte3 Coenunenns 200 (cxema XXX).

F. F. F.
Cl
o~ )\ x | x
| Sn(n-Bu)z | Hy
N e}

N7 0 XXX-1 e N™ ~O
Pd(PPha)s, K2CO3 Pd/C, EtOH
PhMe, 120°C
OCF; OCF, OCF3
Coeaunnenne 87 XXX-2 Coeaunenune 200

K mepememmBaemoii cmecu Coemmuenust 87 (150 wmr, 0,270 mmois), Coemmuenus XXX-1 (135 wr,
0,4 mmonn) 1 K,CO; (186 mr, 1,35 mmois) B Tomyone (5 mur) mo6asnsmu PA(PPh;), (30 mr, 0, mMons). TTomy-
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YEHHYI0 CMECh TPMXKJIbI IPOLYBAIM a30TOM U 3aTeM HarpeBanu mpu 120°C B TedeHue Houu. Jlanee cMech KOH-
HEHTPUPOBAIH, pa3daBistTu ocpeactsoM H,O, monsepranu sxcTpakiuu nocpeactsoM EtOAc (3x30 mur), opra-
HUYECKUH CJION TPOMBIBAIIM BOAOH 1 COJIEBBIM PAaCTBOPOM, CYIIHMIN Haa 0e3BoAHBIM Na,SO4 1 KOHIIEHTPHPOBA-
71 1oJ1 BakyyMoM. [loiy4eHHbIH HeoUHIeHHbIH NpoayKT ouninany nocpenctsoM mpen. TCX (IID:DA = 5:1) ¢
nonysenrneM CoeguaeHnst XXX-2 (135 mr, Berxon: 88%).

Cwmech Coenunenns XXX-2 (100 mr, 0,259 mmons) u cyxoro Pd/C B aTanosne (5 M) mepeMenmBaiy B atT-
Mochepe H, pu k.1. B Teuenue 1 4. [TonydeHHyI0 peaknMOHHYIO cMeCh (PHILTPOBAN U OPTaHWYECKUN CIION
KoHIeHTpupoBanu ¢ nomyderaneM Coemmaenus 200 (61,6 mr, Berxoxn: 61%).

'H SIMP (CDCls, 400 MI'ny): & 7,49 (d, J=8,8 I'u, 2H), 7,34 (d, J=8,4 I'n;, 2H), 7,25-7,23 (m, 2H), 7,14-7,08
(m, 3H), 6,65 (s, 1H), 2,85-2,77 (m, 1H), 1,14 (d, J=6,8 T'u, 6H).

Coenunenne 629: K cmecu 5-0pom-1-(4-aTokcu-2-metmndennn)-4-metunnupuaui-2(1H)-ona (1,5 T,
4,66 mMmoinb) U 4-(tpubytmincranHun)nupunasuna (3,44 r, 9,31 mmone) B amokcane (20 mur) moGasisun
Pd(PPh;),Cl, (0,163 1, 0,233 mmouts) B atmocdepe N, npu k.T. [TomydeHHyIo cMech HarpeBajiu ¢ 00paTHBIM XO-
JOAMIBHUKOM B TedeHne Houn. CMech KOHLCHTPHUPOBAJIH, pa30aBIsuid BOJON M TOJABEPrall SKCTPAKIHU I0-
cpenctsoM EtOAc. Opranuueckuil ¢1oii MpoOMBIBaIH CONEBBIM PacTBOPOM, cymmnu Haj Na,SO4 U KOHIEHTPH-
pOBaM MpH TTOHWXEHHOM JaBiicHUH. [10JydeHHBIH OCTATOK OYHMIAIN MOCPEACTBOM XpOMaTorpaduu Ha CHIIH-
karene (II9/2A = 1:2—53A) c¢ nmomyuennemM CoenmHeHuss 629 B BHje TBEPAOTO BEIIECTBA JKEITOTO IBETA
(0,806 r, BEIXO: 54%).

'H AMP (IMCO-dg, 400 MI'm): 8 9,33 (d, J=2,4 I'n, 1H), 9,21 (d, J=5,6 T'u, 1H), 7,78 (dd, J=2,4, 5,2 T,
1H), 7,70 (s, 1H), 7,18 (d, J=8,8 I'y, 1H), 6,92 (d, J=2,4 ', 1H), 6,85 (dd, J=2,4, 8,4 I'y, 1H), 6,50 (s, 1H), 4,07
(q, J=6,8 T'm, 2H), 2,21 (s, 3H), 2,04 (s, 3H), 1,32 (t, J=6,8 'y, 3H).

MC (U3P) m/z [M+H]" 322.0.

[Ipumep 12-D. Cunte3 COC,I[I/IHCHI/IH 189 (cxema XXXI)

B(OH

F
E
F. | N
oooa N

| A XXXI-2 | NaOH | NH4CI NNo

N (0] > N 0 —_—

N0 Cu(OAc),, Py EtOH/H20 EDCI, HOBt,DIEA

H PyNO, OXM, MC 4 A \H
XXXI-1 0,

0

XXXI-3 O XXXI-4 g CoeauHenue 189

Coenunennie XXXI-3 mosyyanay corjiacCHO METOJMKE, aHAJIOTHYHOM Meroauke monydeHus: CoeluHeHUus
XXVII-3.

K pactBopy Coemunenns XXXI-3 (300 mr, 0,854 mmons) B EtOH (10 mi) moGasmsun pactBop NaOH
(102 mr, 2,56 mmous) B Boae (8 mu). [lomydyenHyto peakunonHyto cmech HarpeBanu 10 100°C B teuenue 4 u.
TTocie KOHIIEHTPUPOBAHUS TIOJT BAKYYMOM TOJYYEHHYIO cMech Toakucisu nocpeactsoM BoaH. HCI (1w). a-
Jiee MOJMYYCHHYIO CMECh MOJBepraiu dkctpaknuu nocpeactsoM EtOAc (3x30 mur). OObequHEHHBIN OpraHmye-
CKHI CITOH MTPOMBIBAIM COJIEBBIM PAaCcTBOPOM, CYIIHJIN HaJ 0e3BoaHBIM Na,SO4 u KoHIeHTpupoBanu. [TomydeH-
HBI{ HEOUYHWIICHHBIH MPOIYKT HCIOJH30Balll Ha CIEAYIONMEeH CTaauu HEMOCPEIACTBEHHO, 0€3 JOMOJHUTETbHON
ounctku (200 mr, BEIXOA: 72%).

MC (U3P) m/z [M+H]" 324.0.

Coemunenne XXXI-4 (150 wmr, 0,464 mmons), HOBT (70 wmr, 0,51 mwmons), EDC-HCI (100 wr,
0,51 mmoms) 1 DIEA (260 mr, 2 MMoutb) BHOCHIH B cyxoit JIXM (5 M), mocie gero no6asmsmun NH,Cl (75 wmr,
1,4 mmons). [lonyueHHYIO peakIIMOHHYIO CMECh NEPEMEIINBANY IpU K.T. B TeueHHe HOUH. [loryueHHy0 cMech
pasbasmsum Bogoit (10 mur), moaBepraim sxctpakmun nocpenctsoM EtOAc (3x20 mi). OO0beAMHEHHBIN OpraHy-
YeCKUH CJI0H MPOMBIBAIM COJEBBIM PAacTBOPOM, CYIIMIHM Hax 0e3BonHbIM Na,SO4 m koHIeHTpupoBanu. [lomy-
YEHHBIH OCTaTOK ouMiIanyu nocpeacrsoM npen. BOXKX ¢ nonydennem Coeaunenus 189 B Bune TBepaoro Bele-
cTBa OyeHO-kentoro meta (21,8 mr, Berxoa: 17%).

'H SIMP (CDCls, 400 MT'): & 7,89 (s, 1H), 7,84 (m, 1H), 7,59-7,53 (m, 2H), 7,27-7,22 (m, 3H), 7,13-6,99
(m, 2H), 6,56 (s, 1H), 2,14 (s, 3H).

MC (U2P) m/z (M+Na)" 344.9.

Coemunenne 190: K pactBopy Coemunenuns XXXI-4 (250 mr, 0,77 mmons), HATU (350 mr, 0,92 Mmmoinb) u
DIEA (300 mr, 2,3 MmMoib) B cyxoMm JIXM (8 mi) nobasisum MeTrinamuHa ruapoxiopus (78 mr, 1,16 MModn).
[omyueHHYIO pEakIOHHYIO0 CMECh TIEPEeMEIINBAIH MIPH K.T. B T€UeHHE HOUH. [lomydeHHyI0 cMech pa30aBIisiin
Boz0H (20 M), moaBepranyu skcTpakuuy nocpeactBoM EtOAc (3x30 mir). OObeMHEHHBIH OpraHUYecKUi CII0H
MIPOMBIBAJIM COJIEBBIM PAacTBOPOM, CYIIMIH Hax 0e3BoaHbM Na,SO,4 1 KoHIIeHTpUpoBanu. [lomydeHHbII ocTaToK
ountanu mocpenctsom mpern. TCX (AXM:MeOH = 10:1) ¢ monyuennem Coenunenus 190 B Buae TBEpAOTO
BerecTBa Oemoro nseta (159,3 mr, Berxoa: 61%).

'H SIMP (CDCls, 400 MT'u): 8 7,81 (s, 1H), 7,75 (m, 1H), 7,52-7,46 (m, 2H), 7,27-7,21 (m, 3H), 7,13-7,08
(m, 2H), 6,70 (ymmup. s, 1H), 6,57 (s, 1H), 2,96 (d, J=4,8 I'u, 3H), 2,14 (s, 3H).

MC (U2P) m/z (M+H)" 336.9.
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IMpumep 12-E. Cuntes Coequnenns 206 (cxema XXXII).

H O)ZB\Hj\
sy |
N
N//\\)S\ XXXII-2 & XXXII-4
P> o= _——
Br Pd(dppf)Cly, KoCO3 ar Pd(dppf)Clp, KoCO3

XXXII-1 AM3/H20 OM3/H20, 06p. xon.
XXXII-3
XXXII-5
B(OH),
N//\S
= OCF,
HBr/AcOH XXXII-2
—_— A
Cu(OAc)2, Py
N O PyNO, OXM, MC 4 A
Xxxi-6 H o
2
OCF;

CoenuHeHune 206

K mepememmuBaemoit cmecu Coemunenus XXXII-1 (1,5 1, 9,15 mmons), Coequaenns XXXII-2 (1,83 T,
9,15 mmoms) u K,CO;5 (3,79 1, 27,45 MmMonb) B JIMB/H,0 (50 mi, 06./06. = 5:1) go6asmsmu Pd(dppf)Cl, (1,34 1,
1,83 mMonp) B 3amuTHOU aTtMocdepe N,. [ToydeHHYI0 peakIMOHHYI0 CMeCh HarpeBalii ¢ OOpaTHBIM XOJIO-
IUIBHUKOM B TedeHHe HOUW. [loydeHHyI0 cMech NPIIMBAIN K BOJE, ITOABEPTaIH SKCTPAKIIMH ITOCPEIACTBOM
EtOAc (3x150 mur). OObeqMHEHHBIH OpraHUYECKUN CIOW MPOMBIBAIM COJIEBBIM PACTBOPOM, CYIIMIN Haj 0e3-
BOIHBIM Na,SO4 ¥ KOHIEHTpUpPOBaIH. [[0Ty9eHHBIN 0CTATOK OYHIIATH TOCPEACTBOM (IIAII-XpOoMaTOrpaduu Ha
cunukaresne (I19:5A = 10:1-55:1-3:1) ¢ nonyuernem Coepnnenns XXXII-3 (600 mr, Berxon: 21%).

K nepememmuBaemoit cmecu XXXII-3 (400 mr, 1,7 mmons), XXXII-4 (425,8 mr, 2,55 mmonb) u K,CO;
(703,8 mr, 5,1 mmoie) B JIMD/H,0 (50 mit, 06./06. = 5:1) mobasmsmu Pd(dppf)Cl, (120 mr, 0,17 mmons) B 3a-
mmmtHOU atMocdepe N,. [TonmyuyeHHYI0 peakIMOHHYIO CMECh HArpeBalld ¢ OOPATHBIM XOJIOIMIIEHUKOM B TCUCHHE
4 4, 3aTeM TOJMYyYEHHYIO CMECh NMPHUIUBAIM K BOJE, MOABEpran dKcTpakiuu mocpeactBom EtOAc (3x30 mm),
MOJTyYCHHBIH OPraHWYECKUI CIO0I NMPOMBIBAIIM COJICBHIM PAacTBOPOM, CYHIMJIM Hajx Oe3BoaHbIM Na,SO4 M KOH-
LIEHTPUPOBATH O] BAKyyMOM. [10JydeHHBIA OCTATOK OYHIIAIN MOCPESICTBOM KOJOHOYHOH Xpomarorpaduu Ha
cunukaresne (I19:5A = 3:1—1:1) ¢ nomyuennem Coennaerns X XXII-5 (220 mr, Berxon: 46%).

MC (U2P) m/z [M+H]" 283.

Cwumecs Coemmuenns XXXII-5 (100 mr, 0,35 mmons) B AcOH (5 mir) u Boga. HBr (40%, 5 mur) HarpeBamm ¢
0o0paTHBIM XOJIOAWILHUKOM B Te4YeHHWe HouW. Jlanmee TMOMydeHHYI0 cMech HeHTpamm3oBbiBayin BoaH. NaOH
(1 M), noaBepranu sxcTpakiuu mocpeactsoM DA (3x30 mir). OObeIMHEHHBIH OpraHMYeCKUi CIION ITPOMBIBAIH
COJIEBBIM PAacTBOPOM, cymmid Hal Na,SO, 1 KOHIIEHTPUPOBAIN IO BaKyyMoM ¢ ToimydeHrneM X X XI1-6 (80 wmr,
BbIXOM: 85%).

'H SIMP (AMCO-d,, 300 MI'm): § 9,12 (s, 1H), 8,36 (s, 1H), 7,73-7,70 (d, J=7,8 T'u, 2H), 7,41-7,39 (d,
J=8,1 I'u, 2H), 7,25 (s, 1H), 6,30 (s, 1H), 1,90 (s, 3H).

Coenunenre 206 Toydany MyTeM COTJIACHO METOJIMKE, aHAJIOTHIHON MeToauKe mosrydenns CoennHeHus
XXVII-3 (150 wmr, BeIxoa: 58%).

'H SIMP (CDCls, 400 MT'nn): & 8,79 (s, 1H), 8,12 (s, 1H), 7,63 (d, J=8,4 I', 2H), 7,49 (d, J=8,8 ', 2H),
7,34 (m, 4H), 7,23 (s, 1H), 6,61 (s, 1H), 2,19 (s, 3H).

MC (U3P) m/z [M+H]" 429,1.

IIpumep 12-F. Cuntes COGL[I/IHGHI/IS[ 207 (cxema XXXIII).

B(O
Br. S 0.
lN o ~o ‘ HBr/ACOH | | D
o —» O

XXXIN-2 N~ ~0
—_—
Pd(dppf)Cly, K,CO3 TsOH, Ton.
OM3/H:20, 06p. xon.
OCF
° OCF, OCFs OCFs
XXX XXXIII-3 XXXIII4 Coeaunenue 207

Coenunenne XXXIII-3 momyyanu cormacHO METOJUKE, aHAIOTUYHOM MeToAuke noayueHus CoeluHeHHs
XXXII-5.

Coenunennie XXXIII-4 nonxyyanu corjgacHO METOAUKE, aHAIOTMYHOW MeToauke monydeHust CoeTuHeHus
XXXII-6.

K pactBopy Coemmnenuss XXXII-3 (450 wmr, 1,2 wmmoms) B Ttomyosme (50 wmur) noOaBisuiu
2,2-nmumetokcunponane (9 mi) u TsOH (45,6 mr, 0,24 MMOJIB), TIOJTyYEHHYIO CMECh HAarpeBau ¢ 0OpaTHBIM XO-
JOAMIBHUKOM B TedeHHe Houn. CMech NPWIMBAIM K BOAE, MOJBEPralM AKCTPAKIUH IOCPEICTBOM DA
(3%x50 mur). OOBEqMHEHHBIH OPTaHWYECKHUIl CJI0I TPOMBIBANIN COJIEBBIM PACTBOPOM U KOHLEHTPUPOBAJIH C IOJY-
YeHHUEeM HEOUYHMIICHHOTO MPOAYKTa, KOTOPBIN ouniaimy nocpeactsoM npen. BOXX ¢ monydennem CoeanHeHUS
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207 (200 mr, BeIXO: 41%).

'H SIMP (CDCls, 400 MI'ny): & 7,49-7,47 (m, 2H), 7,33-7,31 (d, J=8,4 'y, 2H), 7,24 (s, 1H), 6,83-6,79 (m,
1H), 6,77-6,75 (m, 1H), 6,64-6,62 (m, 1H), 6,57 (s, 1H), 2,18 (s, 3H), 1,70 (s, 6H).

MC (U3P) m/z [M+H]" 418.

Coenunenre 211 momydanam COTIacHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus: Coenunenns 207, ¢
ncnoib3oBanueM (3,4-muMeTokcu(eHmT)00pOHOBOM KHCIOTH BMeCTO X X XII-2.

'H SIMP (CDCls, 400 MI'n)): & 7,49-7,46 (m, 2H), 7,34-7,31 (m, 2H), 7,16 (s, 1H), 6,75-6,73 (d, J=7,6 T,
1H), 6,67-6,64 (m, 2H), 6,56 (s 1H), 2,16 (s, 3H), 1,70 (s, 6H).

MC (UDP) m/z [M+H]" 417.9.

fli#%ﬁ sk eas

F
O _ XxXm3a £ N0
Pd(dppf)CIzy KOAc, Pd(PPha)4 KiPO4
Aunokcax, 80°C, B TEYEHME HOHU AV®A, 100°C
ocr OCF; OCF;
XA XXXll-2a Coenmtenme 415

Coennnenrne XXXII-2a mony4yann cCOriacHO METOAMKE, aHAJIOTUIHON MeToAuKe nomydeHus: CoennHeHus
XXXIII-3 ¢ nconp3oBaHueM Ouc-(mrHaKoyaTo)auoopa BMecto CoeauHennst XX XII-2 B Bujie TBepAOTro Bellle-
cTBa 0€Ioro IBETA.

Coenunenne 415: K pactopy Coegunenns XXXII-2a (200 mr, 1,06 mmonb) B IM®DA (4 M) nobasisiin
K;3PO, (476 mr 2,11 mmons), XXXII-3a (500 mr, 3,16 mmons), PA(PPh;), (122 mr, 0,106 Mmmons). [ToxydeHHyO
CMeCh MPOJyBAIH a30TOM U 3aTeM Harpepanu npu 100°C B redeHne Houn. CMeECh OXJIAXKIAH 10 K.T., pa30aBiis-
mu Bono# (20 mur), moxBepranu 3kctpakmuu mocpeactBoM EtOAc (3x30 mir). OObeIMHEHHBI OpraHnYeCKIH
CJIOH MPOMBIBAIHM COJICBBIM PACTBOPOM, CYIIMIH Haj 0e3BOAHBIM Na,SO, M KOHICHTPUPOBAIH O] BAKyYMOM.
[Nomydennslit octatok ounmanu mnocpeactsoM mpern. TCX (IT3/2A =10/1) ¢ nonyuennem Coenunenust 415
(128 mr, BeIXOM: 36%).

'H SIMP (CDCls, 400 MTI'y): & 7,50 (d, J=8,8 'y, 2H), 7,35 (d, J=8,4 ', 2H), 7,29 (s, 1H), 7,15-7,08 (m,
2H), 6,98-6,96 (m, 1H), 6,62 (s, 1H), 2,17 (s, 1H).

MC (U3P) m/z (M+H)" 425.9.

IIpumep 12-G. Cunre3 Coenunenus 208 (cxema XXXIV).

F
B(OH), F\/LO
of

QB B‘O O

BB OCF

Br o O ! ¥ | o

F O . o B XXXIV-3

>< - F>< © - > NS0
F" o Pd(dppfiClo, KOAC 7\ Pd(dppf)ClpK,CO4

0
XXXIV-1 auokcal, 90°C XXXIV-2 OM3/H:0

OCF4
CoeanuHeHue 208

B ko10y BaHocmim Coenuaenne XXXIV-2 (1 1, 4,2 mMmois), 6uc-(muaakosaro)auoop (1,27 v, S Mmons) u
KOAc (0,5 r, 5 mmonb) B 1,4-nurokcane (30 mur). KonOy Tprkasl npoxyBanu azoToM. Jlanee B Hee 100aBIIsLIN
Pd(dppf)Cl, (150 mr, 0,21 MMOIIb) M 3aTeM TOJyYEHHYIO CMECh CHOBa IIPOIyBain a30ToM. [lomydeHHyr0 cMech
nepemeruBany mpu 90°C B teuenne 12 u. [Tocie TOro Kak MCXOJHOE BEIIECTBO OBLIO M3pPAacX0I0BaHO, CMECh
OXJIKAAIM JIO0 K.T., PACTBOPHUTENIb YIIAPHBAIM 0] BaKyyMOM. I[loiyd4eHHBIH OCTaTOK pa30aBisIM BOAOH
(30 M), mogBepranm 3KcTpakwy nocpeactBoM DA (3x50 mur). OObeTMHEHHBIH OPTAHUYECKUI CIIONW TIPOMBIBA-
JIM COJIEBBIM PacTBOpOM, cymuiau Hajg Na,SO4 U KoHIeHTpupoBaiu. IlodydeHHBIH 0CTaTOK OUHUILAIN MOCPEICT-
BOM KOJIOHOYHOH xpomarorpaduu Ha cuimkarene (I19:9A = 10:1-5:1) ¢ monmyuernnem Coemunenns XXXIV-2
(800 wmr, BeIXOA: 67%) B BUAE TBEPJOTO BEIIECCTBA OCIOTO IBETA.

Coenunenre 208 TOMydYanw COTJIACHO METONWKE, AHANOTHYHOW MeToamke mosrydeHus CoennHeHUs
XXXII-5.

'H SIMP (CDCls, 400 MI'w): & 7,48-7,45 (m, 2H), 7,33 (d, J=8.,4 T, 2H), 7,18 (s, 1H), 7,11-7,09 (m, 1H),
7,02-6,97 (m, 2H), 6,59 (s, 1H), 2,14 (s, 3H).

MC (UDP) m/z [M+H]" 425.9.
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ok %
Br X BnBr
| o)
N 0 K2003 MeCN Pd(dppf)Cl, KOAC
H AunokcaH, 80°C
XXXIV-1a XXXIV-2a XXXIV-3a
Br
O_F
©:O><F

H,, Pd(OH),/C
XXXIV-4a 2, PA(OH)2
Pd(dppf)Clz, K2CO3 )
OM®A, 100°C EtOH 50°C F
XXXIV-5a CoeauHeHune 565

K cmecu Coemunenus XXXIV-1 (700 wmr, 3,763 mmonbs) B MeCN (20 mur) mobasmsutu BnBr (954 wr,
15,465 mmoms) u K,CO; (1,349 1, 7,523 Mmons). [lomydeHHYIO CMeCh MepeMEIINBAIH IPU K.T. B TCUCHHE HOUU
U 3aTeM ee KOHIeHTpupoBamu ¢ ynainenueM MeCN, paszbasmsun nocpeactBom H,O, moasepranm sKCTpakIuu
nocpenactBoM EtOAc. Opranndeckuii coi MPOMBIBAII BOJAOW U COJIEBBIM PACTBOPOM, CYIIHIIN HaJ O€3BOIHBIM
Na,SO4 1 KOHIEHTPHUPOBAIHN IO BaKyyMOM. [lomydeHHBIH HEOUHIIEHHBIA MPOIYKT TOIBEPTaIl XpoMarorpa-
¢um Ha cumukarene (I19:9A = 1:1) ¢ monygennem Coequaenus XXXIV-2 (600 mr, Berxon: 58%).

MC (UDP) m/z [M+H]" 278.2.

Coennnenne XXXIV-3a momydasm mytem couetanuss o Cy3ykum Coemmbenus XXXIV-2a u Ouc-
(mrHAKOIATO)AMO0Pa COTIACHO CTAHIAPTHON MeToauKe, onrcaHHo# Boime. Coenuaenne XX XIV-5a momyqanu
nyteM coueTanus no Cysyku Coenunenus XXXIV-3a ¢ CoenunenneM XXXIV-4a cornacHo craHmapTHOH Me-
TOJUKE, ONMCAHHOH BBIIIIE.

Cwmech Coemmaenns XXXIV-5a (250 mr, 0,704 mmons) u Pd(OH),/C (25 mr) B EtOH (10 mi1) nepemernn-
Bay ipu 1 atm H, ipu 50°C B Teuenne Houn. [locie 3aBepiieHus peakiui cMech (GUIIbTPOBAIN U KOHIICHTPH-
poBaiyn, NOXyYeHHBIH ocTaToK oumninany nocpeactsoM npen. TCX (IT9/2A = 5/1) ¢ noxyuennem CoenuHeHHs
565 (40 wr, BeIXO: 22%).

'H SIMP (CDCls, 400 MI'n): & 7,35 (s, 1H), 7,16-7,06 (m, 2H), 6,92 (d, J=7,6 ', 1H), 6,52 (s, 1H), 2,16

(s, 3H).
MC (MUDP) m/z (M+H)" 266,1.
B B :# (0]
Br. NH, 1) CICH2COCI, EtsN, T[—(D Br /I\3
\C[ 2) NaH, k. T. \C[ r Pd(dppf)Cly, KOAG

ITpumep 12-H. Cunte3 Coenunenns 209 (cxema XXXV).
OH auokcaH, 90°C

XXXV-1 XXXV-2 XXXV- 4

o] o]

S

-
Nige! 0 o}
E; X X
OCF; | |
N“S0  NaH, Tro N0
—_—

XXXV-5
Na,CO4/Pd-118 CHsl
auokcan/H20, 90°C
OCF, OCF;
CoegunHenne 209 CoegunHenwue 210

K pactBopy Coemmuenns XXXV-1 (5 r, 27 mmons) B TI'® (150 mi) noGasmsmm TOA (4,06 T,
0,04 mMmoue). anee mopumsmu go0aBisumy 2-xiopanetmwixiopun (3,33 1, 0,03 mmons) npu 0°C. Yepes 20 Mun
MOyYCHHYIO CMECh MEPEMEIINBAIHN NPH K.T. B TeueHHE 2 4. [loTyueHHYI0 peakIMOHHYIO CMECh OXJIaXIalH 10
0°C u mopumsamu nobasisumr NaH (60%, 2,2 T, 54 mmons). [TomydeHHYI0 peakKIMOHHYIO CMECh MepeMEIINBAIN
npu 0°C B Teuenne 20 MUH, 3aTe€M TIPH K.T. B TEUSHHE 2 U, TTOCJIC YETO €€ TaCHJIM BOJoW. PacTBopuTens yaamsin
MOJI BAKyyMOM H HOJYyYCHHYIO CMECh pa30aBiisuin BofoH. [lomydeHHbIH ocalok (GHIBTPOBAIN, IPOMBIBAIN BO-
JIOW ¥ CYIIWIN IO BakyyMoM ¢ nioxydenueMm Coeanaerns XXXV-2 (5,5 r, Bexon: 89%).

K pactBopy Coemmnenust XXXV-2 (2,3 r, 10 mmons) B juokcane (20 ™) 1o0GaBisiau
6uc-(mmuakomaro)auodop (3,05 r, 12 mmons), anerar kanus (2 r, 20 mmons) n Pd(dppf)Cl, (730 mr, 1 MMoIb).
ITonmyuennyto cmech mpoayBaiau a3oToM U nepememuBanu npu 90°C B TedeHue Houu. [lanee MONMy4EHHYIO
cMech pazdasisain nocpeactsoM DA (200 mir) u prisTpoBanu. Opranndeckyio a3y MpOMBIBAIH COJIEBBIM pac-
TBOpOM, cymrmin Hag Na,SO,, KOHIIEHTPUPOBAIH MOJ BAKYyMOM C MOJIYyYEHHEM HEOUHIEHHOTo npoaykra. Ilo-
JyYEHHBIH OCTaTOK OYMIIAIH IIOCPEJICTBOM KOJIOHOYHOW Xxpomarorpaduu Ha cunukarene (I19:9A = 3:1-1:1) ¢
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nonyuenreM Coeauaenus XXXV-4 (1,9 r, Berxoa: 69%).

K pactBopy Coenmunenns XXXV-4 (1,4 1, 5,1 mmons) B muokcane/H,O (15 mu/3 mur) mobasmsimn Coenu-
Henne XXXV-5 (1,47 r, 4,2 mmons), Na,CO; (890 mr, 8,4 mmons) u Pd-118 (137 mr, 6,21 mmons). [Tomyden-
HYIO CMECh TIPOAYBaii a30ToM U nepememmrBany pu 90°C B TeueHne HouH. Jlanee momydeHHy0 cMech pa30aB-
nsima mocpenctsoM DA (100 mim) u pumbTpoBanu. Opranudeckyio (a3y MPOMBIBAIHM COJEBBIM PacTBOPOM, CY-
e Hag Nap,SO4, KOHIIEHTPHUPOBAIH TOA BAKYYMOM C IOJyYEHHEM HEOUHIEHHOTO MpOoAyKTa. [lomydeHHbIH
OCTaTOK OYHIIIAJIN TIOCPEACTBOM KOJIOHOUHOM XpomaTorpadun Ha cunnkarene (I13:9A = 2:1-1:1) ¢ momydeHuem
Coeaunenns 209 (1,36 T, Beixox: 64%).

'H SIMP (CDCls, 400 MT'): & 9,05 (s, 1H), 7,49-7,45 (m, 2H), 7,35-7,32 (m, 2H), 7,16 (s, 1H), 7,03-7,00
(m, 1H), 6,89-6,87 (m, 1H), 6,74 (s, 1H), 6,58 (s, 1H), 4,65 (s, 2H), 2,13 (s, 3H).

MC (U3P) m/z (M+H)" 416.9.

Coenunenne 210: Coenunenne 209 (400 mr, 0,96 mmoins) pactBopsuin B TT'® (2 mur), mopuusimu ripu 1ie-
pememmBanuu no6asnsu NaH (60%, 60 mr, 1,2 mmois) pu 0°C. IIpumepHo uepe3 30 MuH 100aBisuH Home-
ta# (2,1 1, 14,6 MMOJIb); TIOJyYEHHYIO CMECh TIEPEMEILIMBAIH NP K.T. B TeueHue 14 4. Jlanee cmech pa3baBisiiu
BOJIOH W TOJBEpraiid dKCTpakiuu mocpeactBoM DA (3x30 mi). O0beTMHEHHYIO OpraHndecKyto (pa3y mpombiBa-
JIM COJIEBBIM PAcTBOPOM, cyniin Hall Na,SO,4, KOHIEHTPUPOBAIH I10]] BAKYYMOM C MOJTY4YE€HHEM HEOUYHIIIEHHOTO
NpOJyKTa, KOTOphIi oummanu nocpexctBoMm npen. TCX (II9:DA = 2:1) ¢ nomyuennem Coemunenust 210
(262 wmr, BeIXOA: 63%).

'H SIMP (CDCl;, 400 MI'):  7,50-7,48 (m, 2H), 7,36-7,31 (m, 2H), 7,19 (s, 1H), 7,03-7,00 (m, 1H), 6,91
(d, J=8,0 T'm, 1H), 6,87 (s, 1H), 6,59 (s, 1H), 4,66 (s, 2H), 3,38 (s, 3H), 2,15 (s, 3H).

MC (UDP) m/z (M+H)" 431.0.

~
jl—kl )\/O
0. .0 o)
B XXXV-5 CHal, K;CO3

O » _— =
l Pd-118, Na,COs aLeToH, 06p. X0,

N" "0 auokcan/H:0, 90°C OCFs OCF,

XXXV-4a Coeautenue 423 Coepunenne 428

Coenunenne XXXV-4a nosyyaian MyTeM COTJIACHO METOIUKE, aHAJOTHYHOM Metoauke monydeHus Co-
enuHenust XXXV-4 ¢ ucnosnp3oBanneM 2-aMuHO-6-0poMpenona BMecto Coenmaenns XXXV-1.

K pactBopy Coemunenust XXV-4a (450 mr, 1,64 mmonb) B auokcane/H,O (10 mn/2 mi), nobasnsumm Co-
equaenne XXV-5 (516 mr, 1,49 mmons), Na,COs (316 mr, 2,98 mmons) u Pd-118 (50 mr, 0,08 mmomns). TTomy-
YEeHHYIO CMECh TPOIYyBaIH a30TOM U niepeMenuBaiu npu 90°C B TeueHne Houu. Jlanee moydeHHYI0 CMeCh pas-
6asisuii mocpenctBoM DA (100 mur) u dunmbTpoBanmm. OpraHudeckyio (Ga3y MPOMBIBAIA COJIEBEIM PACTBOPOM,
cymmni Hag Nap,SOy, KOHIEHTPHUPOBAIN TIOJ] BAKYYMOM C ITOJIyY€HHEM HEOUYHIEHHOTO MpoayKTa. IloxydeHHbIi
OCTaTOK OYHINAIH MOCPEICTBOM KoloHOUHOU Xpomarorpaduun (I19/3A = 2/1) ¢ momyaennem CoenuHeHus 423
(440 mr, BeIXOM: 65%).

'H SIMP (CDCls, 400 MT'n): & 8,59 (s, 1H), 7,49 (d, J=8,8 ', 2H), 7,32 (d, J=8,4 T', 2H), 7,18 (s, 1H),
7,02-6,98 (m, 1H), 6,88-6,85 (m, 2H), 6,58 (s, 1H), 4,62 (s, 2H), 2,09 (s, 3H).

MC (U93P) m/z (M+H)" 416.9.

K mepememnmBaemoii cmecu Coemunenus 423 (370 mr, 0,89 MMoib) B anieToHe (5 MIT) HOPUUSIMHU H00aBIIS-
m K,CO; (180 mr, 1,33 mmouts) u iogmeras (139 mr, 0,98 mmous). [TonrydeHHy 0 cMech HarpeBaii ¢ 00paTHBIM
XOJOAWIHLHUKOM B TeueHHe HOouM. CMech OXJIaXIaIH JI0 K.T. U GMIbTpoBaiu. OUibTpaT KOHICHTPUPOBAIH IO
BaKyyMOM C TIOJIyY€HHEM HEOUHWIIEHHOTO MpoAyKTa. IlomydeHHBIH 0CTaTOK OYMINAIN MOCPEACTBOM KOJIOHOY-
Hoit xpoMmaTorpaduu (I19/3A = 2/1) c momyuernnem Coengmnaenus 428 (230 mr, Berxoa: 60%).

'H SIMP (CDCls, 400 MTI'): & 7,49 (d, J=8,8 T';, 2H), 7,32 (d, J=8,4 ', 2H), 7,17 (s, 1H), 7,11-7,07 (m,
1H), 7,04-7,02 (m, 1H), 6,91-6,89 (m, 1H), 6,58 (s, 1H), 4,62 (s, 2H), 3,40 (s, 3H), 2,08 (s, 3H).

MC (UDP) m/z (M+H)" 431,0.

Coenunenns 424 u 425 monydany COTIACHO METOAMKE, aHAJIOTHYHON MeTonuke momydeHus CoennHeHUH
423 n 428, ¢ UCTIONBb30BaHUEM 2-aMHHO-5-0poMQeHOIa B Ka4eCcTBE HCXOTHOTO BEIIECTRA.

Coemunenne 424: 'H SIMP (CDCl;, 400 MT'm): 6 8,49 (s, 1H), 7,50-7,46 (m, 2H), 7,35-7,31 (m, 2H), 7,18
(s, 1H), 6,91 (s, 1H), 6,89-6,83 (m, 2H), 6,59 (s, 1H), 4,65 (s, 2H), 2,16 (s, 3H).

MC (U9P) m/z (M+H)" 416.9.

Coemuuenne 425: 'H SIMP (CDCls, 400 MI'n): & 7,48 (d, J=8,8 ', 2H), 7,33 (d, J=8,4 I', 2H), 7,19 (s,
1H), 7,01-6,92 (m, 3H), 6,58 (s, 1H), 4,65 (s, 2H), 3,39 (s, 3H), 2,17 (s, 3H).

MC (U3P) m/z (M+H)" 431,0.

Coenunenust 426 u 427 nosydaia COrJacHO METOAMKE, aHAJIOTHUHON MeTouke nosyuyeHus CoennHeHu
423 n 428, c ucronbp3oBaHUEM 2-aMHHO-3-0poMdeHoIa B KauecTBE HCXOJHOTO BEIIECTBA.

Coemuuenne 426: 'H SIMP (CDCls, 400 MI'n): & 8,28 (s, 1H), 7,50 (d, J=8,8 I'u, 2H), 7,33 (d, J=8,4 I'n,
2H), 7,23 (s, 1H), 7,02 (d, J=4,8 I'u, 2H), 6,85-6,83 (m, 1H), 6,59 (s, 1H), 4,58 (s, 2H), 1,97 (s, 3H).
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MC (U3P) m/z (M+H)" 416.9.

Coemuuenne 427: 'H SIMP (CDCls, 400 MI'n): & 7,46 (d, J=9,2 T, 2H), 7,34 (d, J=8,4 I', 2H), 7,24 (s,
1H), 7,10-7,08 (m, 2H), 6,91-6,89 (m, 1H), 6,63 (s, 1H), 4,61-4,50 (m, 2H), 3,04 (s, 3H), 2,07 (s, 3H).

MC (U3P) m/z (M+H)" 431,0.

Coenunenne 566 noaydanu mytem B3aumoeicTBus Coenunenns 424 ¢ 2-(2-6poMdTokcu)reTparuapo-2H-
nupanoM B JIM®A B npucyrctBun Cs,CO; ¢ IOCTSAYIOMUM CHATHEM 3alTUTHI ¢ TUAPOKCUTPYIIIBI ¢ HCIIOJIB30-
BanueMm TsOH-H,O.

'H SIMP (CDCls, 300 MI'm): & 7,47 (d, J=9,0 ', 2H), 7,33 (d, J=8,4 'y, 2H), 7,18~7,13 (m, 2H), 6,94 (d,
J=7,2Tu, 2H), 6,58 (s, 1H), 4,67 (s, 2H), 4,16 (t, J=5,4 I', 2H), 3,98 (m, 2H), 2,16 (s, 3H).

MC (U2P) m/z (M+H)" 461.0.
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CoenuHenue 429
CoeaunHeHnue 430

K pactBopy Coemunenus XXXV-1 (3 r, 16 mmons) B cyxom XM (50 mi) mobasmsuim TOA (3,2 T,
32 mmons). TTosydeHHyI0 peakunoHHyIo cMech oxnaxaanu 1o 0°C, u memienno gobasmsim tpugocren (1,6 T,
5,3 mmons). [TomydeHHYIO cMeCh TIEpEMEIINBAIN B TCUYCHUE HOYH IPH K.T., 3aTEM TaCWIIA BOJOW, MOJBEPTraIl
skcTpaknuu nocpeactsoM JIXM (3x80 mur). O0beIUHEHHBIA OPTaHUYECKUHN CIIOW MPOMBIBATH COJICBBIM PAcTBO-
pomM, cymunu Hax 6e3BogHBIM Na,SO4 1 KOHIEHTPHpOBaH. I1oTydeHHBIH 0CTaTOK OYHINAIHA TIOCPEICTBOM KO-
JOHOYHOH Xpomartorpaduu Ha cuwmkarene (IT3/9A = 10/1) ¢ nonydennem CoenuHenns XXXV-2b (2,7 T, BbI-
xo1: 79%).

K pactBopy Coemmnenuss XXXV-2b (500 mr, 2,97 mmons) B cyxoMm JIXM (20 mur) moGaBmsuim TOA
(360 wr, 3,56 mmoup) u Tpudernamermaxiopun (Trt-Cl) (992 mr, 3,56 mmons). IlonydeHHyI0 CMeECh TIepeMe-
MIMBajJM B T€YCHHWE HOYM TNPH K.T., 3aTEM TPINIMBAIN K BOJE, MOABEPrajll 3KCTpakmuu mocpernctsoM XM
(3x50 mu). OObenMHEHHBI OPTaHUYECKHUHA CJIOW MPOMBIBAIA COJIEBBIM PACTBOPOM, CYIIMIN Hax OE3BOIHBIM
Na,SO4 ¥ KOHIEHTPUPOBAIH MO BakyyMoM. [loidydeHHBIH OCTaTOK OYHMIIAIU MOCPEACTBOM KOJOHOYHOM XpoO-
marorpadun Ha cuukareine (I19/9A = 10/1) ¢ nonydennem Coeaunennss XXX V-3b (1,2 r, Berxoza: 89%).

XXXV-4b noyyaiiy coriiacHO METO/IMKE, aHAJOTUYHON METOANKE moydeHust X XXV-4.

MC (U2P) m/z (M+H)" 503.9.

Coenunenne XXXV-6b momydany cOrjlacHO METOIUKE, aHAIOTUYHOH onrcanHOH B Criocobe A.

MC (U3P) m/z (M+H)" 645,1.

Coenunenne 429: Coemunenne XXXV-6b (800 mr, 1,24 mmons) pactBopsuin B pactBope HClI/MeOH
(4 M, 50 M), TOTYy4YeHHYIO CMECh MepeMenrBaii B TedeHne Houn npu 70°C. Jlanee cMech KOHIIEHTPHPOBAIIH,
TOJTy9EHHBIH OCTAaTOK pa30aBisiTy Bogol (20 M) u moBoawinu pH no 7-8 naceimienasM BogaH. NaHCO;, mpoBo-
TN SKCTpaknuio mocpeactsoM EtOAc (3x80 mur). OObeIMHCHHBIH OPTaHUYCCKUI CIIOH MPOMBIBAIN COJICBBIM
pacTBOpoM, Cymmwin Hax 6e3BogHbM Na,SO4 U KOHIIEHTPUPOBAIN 1O BaKyyMoM. [loirydeHHbIH ocTaTOK O4YH-
IIaJIK MTOCPEACTBOM KOJIOHOYHOM XpomaTorpaduu Ha cumkarene (II9/9A = 10/1—-5/1) ¢ nonyyennem Coenn-
Herns 429 (370 mr, Beixox: 74%).

Coenunenne 430 mosydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 428, ¢
HCIIOJIb30BAaHUEM STHIHOIMIa BMECTO METHIIHOIUIA.
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'H SIMP (CDCls, 400 MI'n): & 7,48-7,46 (m, 2H), 7,34-7,32 (m, 2H), 7,18 (s, 1H), 7,14 (s, 1H), 7,11-7,08
(m, 1H), 7,02-7,00 (m, 1H), 6,59 (s, 1H), 3,92 (q, J=7,2 T'y, 2H), 2,14 (s, 3H), 1,40 (t, J=7,2 'y, 3H).

MC (U3P) m/z (M+H)" 431,1.

Coeaunenuie 553 moyydaiau COrIacHO METOJUKE, aHATOTMYHOM onucanHoM s cuHTe3a Coeaunenus 429,
C UCTIOJIh30BaHUEM 2-aMUHO-4-Opompenona BMecTo CoeauHernst XXX V-1.

'H SIMP (IMCO-dg, 400 MTI'): & 7,64 (d, J=6,8 ', 2H), 7,53-7,49 (m, 3H), 7,32 (d, J=8,0 T', 1H), 7,10
(d, J=8,4 T'm, 2H), 6,48 (s, 1H), 2,13 (s, 3H).

MC (U2P) m/z [M+H]" 403,0.

CoenuHenne 554 noaydann COTIacHO METOUKE, aHAIOTUIHON onmrcanHoM 11t cuaTe3a CoenuHenns 430.

'H SIMP (IMCO-dg, 400 MTI'nr): & 7,66-7,63 (m, 2H), 7,58 (s, 1H), 7,53-7,51 (m, 2H), 7,40-7,37 (m, 2H),
7,18-7,15 (m, 1H), 6,50 (s, 1H), 3,86 (q, J=6,8 I't, 2H), 2,16 (s, 3H), 1,26 (t, J=6,8 'y, 3H).

MC (MIDP) m/z [M-+H]” 431,1.
%
N"~0
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OCF OCF3
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XXXV-4C Coenunenne 555 Coepmnenne 556

K pactBopy Coepnnenust XXXV-1c (200 mr, 1,08 mmons) B cyxom TT®(15 min) nobdasmsm CDI (262 wr,
1,62 mmoup). TlomyueHHYI0 peaKIIMOHHYIO CMECh HATPEBA C OOPATHBIM XOJIOJMIILHUKOM B TCUCHHE HOYH, 3a-
TEM TaCHIIU BOJOH, MOABEPTaI SKCTPAKIUU MOCPEACTBOM DA, MOJYYCHHBIH OPTaHUYECKUN CIIOW MPOMBIBATH
COJICBBIM PacTBOPOM, CYIIWIH HaJ Oe3BoHBIM Na,SO, M KOHIICHTPUPOBAIM O BaKyyMoM. [loirydeHHBIH ocTa-
TOK OYMINAIM TOCcpeacTBOM Xpomarorpaduu Ha cuiamkarene (II9:3A = 10:1) ¢ nomyuennem CoeanHeHUS
XXXV-2c¢ (160 mr, BeIxOm: 70%).

K pactBopy Coennnenns XXXV-2c¢ (5,3 1, 25 mmois) B JIM®PA (20 mir) nobasisiimu NaH (60%-nas muc-
nepcus B MHHEpabHOM Macie, 1,5 1, 37,5 mmons) npu 0°C. TlomydeHHYI0 cMech MepeMeInBalid B TeUCHHE
30 MUH TIpH K.T., 3aTeM MeienHo pobasmsiin SEM-CI (6,2 T, 37,5 MMoIb) U Jaliee peakiMOHHYIO CMeCh Tiepe-
MEIIMBAIA B TeUEHHE HOYM TIpH K.T. [loydeHHyr0 cMech IPWINBAIH K BOJE, ITOABEPTaIH SKCTPAKIINN ITOCPE-
CTBOM DA, TOJYYCHHBIH OPTaHUYECKUN CJION MPOMBIBAM COJICBHIM PACTBOPOM, CYIIWIA HaJ OE3BOIHBIM
Na,SO, u koHIeHTpupoBand. [loMydeHHBIH OCTATOK OYHWIIATIHM MOCPEICTBOM XpOMAaTOTpauu Ha CHIIMKArese
(IT2:3A = 15:1-5:1) ¢ momyuernem Coemmaenus XXX V-3¢ (2,7 r, Berxoa: 31%).

Coennnennie XXXV-4c moiy4ainu cOrjiacCHO METOAMKE, aHAJOTMYHOM onucaHHoOW 1 cuHTe3a CoeanHe-
Hust 423. CoepuHenue 555 nomaydanu myTeM KucioTHoro rugponusa Coequnenus XXX V-4c.

'H SIMP (CD;OD, 400 MT'n): & 7,62-7,57 (m, 3H), 7,45 (d, J=8,4 I'u, 2H), 7,22 (d, J=8,0 ', 1H), 7,13-
7,06 (m, 2H), 6,62 (s, 1H), 2,19 (s, 3H).

MC (U3P) m/z [M+H]" 403,1.

Coeaunenue 556 noayyanu COrjacHO METOIUKE, aHAIOTUYHON onucanHoM 11 cunte3a Coenunenus 430.

'H SIMP (CD;0D, 400 MI'u): & 7,63-7,57 (m, 3H), 7,46-7,44 (d, J=8,4 T'u, 2H), 7,31-7,26 (m, 2H), 7,13-
7,11 (d, J=7,6 I'n, 1H), 6,62 (s, 1H), 3,94 (q, J=7,2 T'u, 2H), 2,18 (s, 3H), 1,36 (t, d=7,2 I'n, 3H).

MC (U2P) m/z [M+H]" 431.0.

Coenunenne 558 momydamu myteM B3amMopewctBust CoemuHeHuss 429 ¢ (2-OpoMdITOKCH)(TpeT-
OyTHJI)IUMETIIICHIIAaHOM B arietoHe B mpucytctBuu K,COs; ¢ mocnenyrommM CHITHEM 3allUTHON TPYIIIBI
TBDMS c ucnonszoBanneM TBAF.

'H SIMP (CDCls, 400 MI'n): & 8,19 (s, 1H), 7,47 (d, J=8,8 T'n, 2H), 7,33 (d, J=8,4 ', 2H), 7,19 (s, 1H),
7,05 (d, J=8,4 I'u, 1H), 7,00 (s, 1H), 6,88 (d, J=2,0 I'm, 1H), 6,57 (s, 1H), 4,67 (t, J=8,0 T'u, 2H), 4,19 (4,
J=8,0 I', 2H), 2,17 (s, 3H).

MC (U3P) m/z [M+H]" 447.2.
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XXXV-6d
CoenuHenue 562

Coennnenrne XXXV-2d noiyyanu COriacHO aHAJIOTHIHOW METOJIMKE, ONMMCaHHOM it cuHTe3a CoennHe-
HUs XXXV-2¢. XXXV-4d momyganu mytem B3aumMonencTBusd XXX V-2d ¢ STHIHOAUIOM € MOCIEAYIOMUM CO-
getanueM 1o Cy3yKd C HWCIOJB30BaHHWEM CTAaHJAPTHOW METONWKH, ONMUCAHHOW misi cuHTe3a CoeanmHeHHUS
XXXV-4b.

Coequnenne XXXV-6d momywann mytem B3ammopeiictBus Coenunenns XXXV-4d ¢ Coeannennem
XXXV-5d ¢ ucnonp3oBannem Criocoba A, ONMHCAHHOTO B HACTOAIIEM AoKyMeHTe. CoenuHeHHe 562 momydann
myTeM KuciotHoro ruaponusa Coemuaenns XXX V-6d.

'H sSIMP (AIMCO-dg, 300 MTI'm): & 11,65 (s, 1H), 7,35~7,39 (m, 2H), 7,29 (s, 1H), 7,12 (d, J=7,8 T'n, 1H),
6,35 (s, 1H), 3,95 (t, J=6,6 I'u, 2H), 2,14 (s, 3H), 1,32 (t, J=6,6 'y, 3H).

MC (U3P) m/z (M+H)" 270,9.

Coeaunennie 662 Moayyaad COTIACHO METOJMKE, AaHAJIOTUYHON onmucaHHOU 1yisi cuHTe3a CoenuHeHus 562
¢ ucnoas3zoBanneM CICH,COCI Bmecto CDI B peakiuu ¢ Coenunennem XXXV-1. Cnenytronryro peakmnuto ¢ Etl
He npoBoawId. [Tocie Bropoit peakiuu codetanus o Cy3yKd UCTIONB30BaTN METHITHOINA UTT METHITUPOBAHUS
nportona B 6en30[b][1,4]okcazun-3(4H)-oHOBOM (parMeHTe 10 MPOBEACHUS THIPOIN3a ocpeactsom HBr.

'H SIMP (IMCO-dg, 400 MTI'm): 6 7,21 (s, 1H), 7,08 (s, 1H), 7,02 (d, J=8,0 I'n, 1H), 6,96 (d, J=8,0 I'l,
1H), 6,27 (s, 1H), 4,67 (s, 2H), 3,29 (s, 3H), 2,07 (s, 3H).

MC (U2P) m/z (M+H)" 270,9.

CoenuHenne 663 MOJIyJaau COTIIACHO METOUKE, aHAJIOTMYHOM onrcanHou s cuaTe3a CoeanHeHnus 562,
¢ ucrosib3oBarueM Trt-Cl Bmecto Etl B peakiuu ¢ Coenmnnennem XXXV-2d, a BMmecto Coenunenust XXXV-5d
UCTIONBb30BaNN 5-0poM-4-meTmit-1-((2-(Tpumetmicunin)sTokcu)MeTin) mupuanH-2(1H)-on. Ha nmocnexnneit cra-
JMH YAAISAIH TPUTWIBHYI0 Tpymiry nocpeactsoM HCI B pactBope B MeOH.

'H SIMP (IMCO-dg, 400 MI'm): 6 11,73 (s, 1H), 7,31 (d, J=8,4 T'u, 1H), 7,25 (s, 1H), 7,01 (s, 1H), 7,00 (d,
J=6,8 I'u, 1H), 6,33 (s, 1H), 2,05 (s, 3H).

MC (U3P) m/z (M+H)" 243.1.

Br 0. o
N
\h\ Y9 Y o
Ngeld HN N
XXXV- 5e CHal, K,CO4 BoAH. HBI/EtOH
\C[ l Pd-118, KsPO, | ™ aueron, 06p. xon.  06p. xon. | x

anokcaH/H;O, 85°C N/ o~
XXXV-4e XXXV-6e

N“o
CoeauHeHune 563

Coenunenne XXXV-4e nosyyaian MyTeM COTJACHO METOIUKE, aHAJOTHYHON Meroauke monydeHus Co-
equHeHns XXXV-4, ¢ ucnonb3oBanueMm 2-amuHo-5-0poMpenona Bmecto Coenuaenns XXXV-1. CoennHenune
XXXV-6e nomydanmu myteM B3aumoeicTBus CoeanHenns XXX V-4e ¢ Coenqunennem XXXV-5¢ cormacHo me-
TOJIMKE, aHAJIOTUIHOM orrcanHo# 1yt cuHTe3a Coenunenns 423. CoenuHeHne 563 moyqainy myTeM METHITHPO-
BaHus CoenuHeHH X XX V-6€ ¢ TOCIeAYIONUM THIPOIN30M rocpenctsom HBTr.

'H SIMP (JIMCO-dg, 400 MI'w): & 11,54 (s, 1H), 7,17-7,15 (m, 2H), 6,99-6,95 (m, 2H), 6,24 (s, 1H), 4,65
(s, 2H), 3,27 (s, 3H), 2,04 (s, 3H).

O,
(HOLB. A >~o

Br. o L . Trt—N BOAH. HBr/ Et’N
\@ N—o N~No” HCI/MeOH Etl, cho3 EtOH
N
V., Pd(dppCl, KoCOs | A 7°°C ALETOH, 059 xor. x 06p X0,
OM3/H20, 06p. xon. N

XXXV-3b N™ "0

CoenuHeHue 564
Coenunenne 564 nonydamu n3 CoequHenns X XXV-3b coriacHo cxeme CHHTe3a, ONTUCAHHON BBIIIIE.
'H SIMP (400 MTI't, CDCly): & 7,26-7,23 (m, 1H), 7,10 (s, 1H), 7,06-7,00 (m, 2H), 6,49 (s, 1H), 3,92 (q,
J=7,2Tu, 2H), 2,13 (s, 3H), 1,42 (t,J=7,2 I'ny, 3H).
MC (U2P) m/z [M+H]" 270.9.
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XXXV-4 Coeaunenune 567

Coenunenne 567 nomydamu mytem codetanusi mo Cysyku Coemubenus XXXV-4 ¢ SEM-3amuieHHbIM
5-6pom-4-metmmmupuanH-2( 1 H)-oHOM ¢ mocneayronum ruapomu3omM mocpeactsom HCI.

'H SIMP (IMCO-dg, 300 MI'n): & 11,54 (s, 1H), 10,74 (s, 1H), 7,14 (s, 1H), 6,97 (d, J=8,0 I'r;, 1H), 6,85
(d, J=6,0 T'm, 1H), 6,78 (s, 1H), 6,27 (s, 1H), 4,64 (s,2H), 2,04 (s, 3H).

MC (U2P) m/z (M+H)" 257.0.

IIpumep 13-A. Cunres 4-MeTui, 5-upa3onoBeIX aHajaoros (cxema XXXVI).

N

Boc
L ok
N XXXVI-2

]

& Z | Pd(dppf)Cl,K,CO4 ~
x [M3/H:0, 06p. xon. R |
XXXVI-1 XXXVI-3

K pactBopy Coemunenns XXXVI-1 (1 aks.) B JIMD/H,0 (06./06. = 10/1) nobasmsmn K,CO;5 (2 2kB.),
XXXVI-2 (1,5 3ks.), Pd(dppf)Cl, (0,1 3kB.). [TonydeHHYIO CMECh MPOAYBAIMA a30TOM M 3aTE€M HArpeBalii ¢ 00-
paTHBIM XOJIOAMIBHUKOM B TeueHne HOUM. CMech OXJIaXaJii JI0 K.T., pa30aBIsuid BOJOH, IOJIBEPTaIn AKCTPAK-
1y ocpenctBoM EtOAc. O0bemuHeHHBI OPTaHUIeCKUi CJIOW MPOMBIBATIN COJIEBBIM PACTBOPOM, CYIIVIIA HAT
6e3BoaHBIM Na,SO, W KOHIIEHTPUPOBAIH TI0J] BAKyyMOM. [1oydeHHBIH OCTATOK OYHUIIAIIN TIOCPEACTBOM (HIIDIII-
xpomarorpaduu ¢ MOIyIeHHEM KOHEYHOTO MPOAYKTA.

Coemuuenne 217: 'H AIMP (CD;0D, 400 MI'n): § 7,85-7,65 (m, 3H), 7,59-7,55 (m, 2H), 7,48-7,45 (m,
1H), 7,17-7,14 (m, 1H), 6,57 (s, 1H), 2,31 (s, 3H), 2,13 (s, 3H).

Coenuuenne 218: 'H SIMP (CDCl;, 400 MI'n): & 7,60 (s, 2H), 7,47 (d, J=8,0 I'u, 2H), 7,34 (d, J=8,0 I'n,
2H), 7,24 (s, 1H), 6,59 (s, 1H), 2,22 (s, 3H).

MC (U2P) m/z (M+H)" 336,0.

Coemuuenwe 219: 'H SIMP (CDCls, 400 MT'n): & 7,58 (s, 2H), 7,16-7,10 (m, 2H), 6,84-6,79 (m, 2H), 6,60
(s, 1H), 4,04 (q, J=6,8 'y, 2H), 2,23 (s, 3H), 2,16 (s, 3H), 1,42 (t, J=6,8 I't, 3H).

Coemmuenne 220: "H SIMP (CDCls, 400 MI'n): 8 7,59 (s, 2H), 7,26 (s, 2H), 6,60 (s, 3H), 3,86 (s, 9H), 2,23
(s, 3H).

MC (U3P) m/z (M+H)" 342,1.

VYxa3zanusle 4-metii, 5-(1-Me) nHpa3osioBbIe aHAJIOTH OBUTH TIOJIydEHBI COTJIACHO TOW K€ METOAWKE, I10
kotopoit monyuyanu Coeaunenue XXXVI-3, c¢ wucnons3oBanueMm 1-merun-4-(4,4,5,5-terpameruin-1,3,2-
nrokcaboposan-2-uin)-1H-mupazona BMecto Coequnennst XXX VI-2.

Coemmuenne 221: 'H SIMP (CDCls, 400 MI'n): & 7,50 (s, 1H), 7,26 (s, 1H), 6,59-6,55 (m, 4H), 3,86 (s,
12H), 2,30 (s, 3H).

MC (U2P) m/z (M+H)" 356,0.

Coenunenne 226: 'H IMP (CD;0D, 400 MI'n): & 7,81-7,71 (m, 5H), 7,59-7,57 (m, 2H), 6,57 (s, 1H), 3,91
(s, 3H), 2,31 (s, 3H).

MC (U2P) m/z (M+H)" 334.1.

Coenuuenne 227: 'H IMP (CD;OD, 400 MI'n): § 7,51-7,47 (m, 2H), 7,38-7,37 (m, 2H), 7,30-7,25 (m,
2H), 7,21 (s, 1H), 6,56 (s, 1H), 3,94 (s, 3H), 2,22 (s, 3H).

MC (U2P) m/z (M+H)" 350.1.

Coenuuenne 228: 'H SIMP (CD;OD, 400 MI'n): & 7,86-7,84 (m, 2H), 7,71 (s, 1H), 7,67-7,65 (m, 2H),
7,61-7,58 (m, 2H), 6,58 (s, 1H), 3,92 (s, 3H), 2,31 (s, 3H).

MC (U2P) m/z (M+H)" 334.1.

Coenunenwns 225, 229 u 230 monydanu coryiacHo Crioco0y 1, omrcannomy B ipumMepe 12-B.

Coemuuenwe 225: 'H SIMP (CD;0D, 400 MI'm): 8 9,08 (s, 1H), 8,13 (d, J=2,0 I'y, 1H), 8,08-8,04 (m, 1H),
7,58-7,55 (m, 1H), 7,50 (s, 1H), 7,39 (s, 1H), 7,33 (s, 1H), 6,61 (s, 1H), 3,94 (s, 3H), 2,25 (s, 3H).

MC (U3P) m/z (M+H)" 322.9.

Coemuuenwe 229: 'H SIMP (CDCls, 400 MT'n): & 7,45 (s, 1H), 7,36-7,32 (m, 2H), 7,28-7,25 (m, 1H), 7,14
(d, J=8,0 I'u, 1H), 7,05 (s, 1H), 6,57 (s, 1H), 3,93 (s, 3H), 2,23 (s, 3H), 2,16 (s, 3H).

MC (U3P) m/z (M+Na)" 314,1.
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Coemmuenne 230: 'H SIMP (CDCls, 400 MT'n): & 7,47 (s, 1H), 7,46-7,37 (m, 3H), 7,28-7,23 (m, 1H), 7,15
(s, 1H), 6,58 (s, 1H), 3,93 (s, 3H), 2,22 (s, 3H).

MC (U3P) m/z (M+Na)" 283.9.

Coenunenne 222 moiydanu coriacHo MojuduimpoBaHHOW Meroauke Crnocoba 1 ¢ ucroiap3oBaHHEM
JAMCO BMmecto IXM 1 6e3 UCIOJIb30BaHUS MOJICKYJISIPHOTO CHUTA.

'H SIMP (CDCls, 300 MI'm): & 7,45 (s, 1H), 7,34 (s, 1H), 7,19 (s, 1H), 6,94-6,91 (m, 2H), 6,85-6,81 (m,
1H), 6,50 (s, 1H), 4,26 (s, 4H), 3,92 (s, 3H), 2,19 (s, 3H).

MC (U2P) m/z [M+H]" 324.

Coenunenns 223 1 224 monydand COTIACHO METOIMKE, aHAJIOTUIHON onucaHHOM /i cuHTe3a CoennHe-
HUS 222.

Coemuuenne 223: 'H SIMP (CDCls, 300 MI'n): & 7,40 (s, 1H), 7,29 (s, 1H), 7,14 (s, 1H), 6,83-6,79 (m,
2H), 6,74-6,71 (m, 1H), 6,48 (s, 1H), 5,96 (s, 2H), 3,87 (s, 3H), 2,15 (s, 3H).

MC (U3P) m/z [M+H]" 310.0.

Coemuuenne 224: 'H SIMP (CDCls, 400 MI'n): & 8,17 (s, 1H) 7,81 (s, 1H), 7,70-7,67 (d, J=8,8 T, 1H),
7,48-7,45 (m, 2H), 7,38 (s, 1H), 7,28 (s, 1H), 6,59 (s, 1H), 3,94 (s, 3H), 2,24 (s, 3H).

MC (MDP) m/z [M+H]" 307,1.

Coenunenns 231 u 232 nonyyanu coriacHo Crioco0y 3, onmrcaHHOMY B pumepe 12-B.

Coemuuenne 231: 'H SIMP (CDCls, 400 MI'n): & 8,06 (s, 1H), 7,57 (s, 1H), 7,43 (s, 1H), 6,87-6,72 (m,
4H), 4,28-4,22 (m, 4H), 3,96 (s, 1H), 2,37 (s, 3H).

MC (U3P) m/z [M+H]" 323.9.

Coemmuenne 232: 'H SIMP (CDCls, 400 MI'n): & 7,47 (s, 1H), 7,36 (s, 1H), 7,21 (s, 1H), 6,93-6,85 (m,
3H), 6,57 (s, 1H), 6,04 (s, 2H), 3,94 (s, 3H), 2,21 (s, 3H).

MC (M2P) m/z [M+H]" 309,8.

Coenunenrie 431 ToOMydanw COTJIACHO METONWKE, AHANOTWYHOW MeToamke mosrydeHus CoennHeHUs
XXXVI-3 ¢ ucnonmszoBanneM Pd-118 u K;PO, Bmecto Pd(dppf)Cl, u K,CO;. [lanee ykazannyto Boc-3anurayto
rpynmy yaansum B pactBope HCl/MeOH nipu k..

'H SIMP (CDCls, 400 MI'n): 8 7,59 (s, 2H), 7,47-7,45 (m, 2H), 7,38-7,35 (m, 2H), 7,23 (s, 1H), 6,59 (s,
1H), 2,22 (s, 3H).

MC (U2P) m/z (M+H)" 285.9.

IIpumep 13-B. Cunte3 Coeaunenns 233 (cxema XXX VII).

HCOOH Q i t Q
o guwr—" xy N>
NH, 0P.xon. N Pd(dppfCla, KoAc N/

Br O\B
XXXVII-2 AunokcaH, 06p. xon. 7
XXXVII-1 XXXVII-3 S o4

\
IN
P

>§( N o |
N @]
XXXVII-4 HCl/anokcan
» - .
@]

; “z~

Cu(OAc),, Py, PyNO N
amMco N—7 N
XXXVII-5 THP’ hel HN—Y
XXXVII-6 '

CoeauHeHue 233a

PactBop Coemunenust XXXVII-1 (10 1, 53,4 mmons) B HCOOH (50 mu1) HarpeBaim ¢ oOpaTHBIM XOJO-
JTUIBHAKOM B T€UEHHE 2 U, TTOCIIE ATOTO €r0 OXJIKIAIH JI0 K.T., MeieHHo no0aBmsum Boad. NaOH (10%), moka
peakuusi cMecH He crajia OCHOBHOM. [lanee nmpoBoamim skcTpakimio nocpeactsoM EtOAc (3x100 mir), o6benu-
HEHHBIC OPTaHMYECKHE CIION NPOMBIBAIIM COJEBBIM PAacTBOPOM, cymImian Hax Na,SO4 M KOHIEHTPUPOBATIH HOX
BakyyMoM ¢ norrydeHueM Coenuaenns XXXVII-2 (9 r, Beixoa: 85%).

K pactBopy Coemmnaenns XXXVII-2 (5 1, 25,4 mmonb) B TIT'® (35 mu) mob6asmsmu p-TsOH (1,3 T,
7,6 mmous), murunporupad (DHP) (35 mu). Ilomydennyro peakioHHyI0 cMech nepememuBanu npu 60°C B
TeueHne HouH. [1oJydeHHYI0 peakIMOHHYIO0 CMECh NPHIIMBAIM K JISASHON BOJIE M TIOJyYEHHYIO BOAHYIO CMECh
MTOJIBEPTalI AKCTPAKIUU MocpeacTBoM DA (3x50 M), oObeTUHEHHBIE OpTraHUYECKHE CIIOM TPOMBIBAIIA COJIC-
BBIM pacTBOpOM, cymmin Haja Na,SO4 M KOHIEHTPHPOBAIH T0]] BAKYYMOM C IToJydeHueM HeouumieHnHoro Co-
enqunenus XXXVII-3 (4,8 r, Beixom: 67%).

K pactBopy Coenmnenust XXXVII-3 (1 r, 3,5 mmons) B nuokcane (20 mur) nobasmsamn KOAc (0,69 T,
7 MMoIb), Ouc-(nuHakonato)auoop (0,95 T, 3,67 mmoins), Pd(dppf)Cl, (0,25 1, 0,035 Mmois) B 3ammTHOI aTMoO-
cpepe N,. [lomydeHHYI0O pPEeakIMOHHYIO CMECh JETa3sHMpOBAIM a30TOM M 3aTEM HarpeBald C OOpaTHBIM XOJO-
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JTUIEHUKOM B TEYEHUE HOUHW. [l0NyUeHHYIO PEaKIIMOHHYI CMECh NMPWINBAIM K JICASHOW BOJE, W MONYYCHHYIO
BOJHYIO CMECh TOABEPTan dKCTpaKkInu mocpeacTBoM DA (3x60 mur), OObeAMHEHHBIE OPTAHUIECKUE CIION MPO-
MBIBAJIH COJICBEIM PAacTBOPOM, cymrmid Hag Na,SO, U KOHIICHTPUPOBAIH IO BAKyYMOM C TIOJYYEHHUEM HEOYH-
menHoro Coequnenns XXXVII-4 (0,8 r, Berxon: 70%).

Coennnenrne XXX VII-6 nomyyanu corjaacHO METOIUKE, OTMMCAaHHOM /it cuHTe3a CoequHeHus 222.

MC (U2P) m/z [M+H]" 390,1.

Coengnnenne XXX VII-6 (200 mr, 0,5 mmonb) pactBopsuin B pactBope HCl/muokcan (4 M, 50 mur), momy-
YEeHHYI0O CMECh MEPEeMENTUBAIN B T€UCHHE HOYM MPHU K.T., CMECh KOHIIEHTPHPOBAIN C TOIYYCHHEM THIPOXIIO-
puaso# comu Coemunenus 233a (120 mr, Berxoa: 79%).

'H SIMP (JIMCO-dg, 400 MT'): & 9,66 (s, 1H), 7,99-7,94 (m, 2H), 7,90 (s, 1H), 7,64-7,60 (m, 3H), 6,48 (s,
1H), 3,84 (s, 3H), 2,55 (s, 3H).

MC (U2P) m/z [M+H]" 305.9.

Coenunenue 235 nonyuanu u3 Coeannenus 122 cormacHO METOAMKE, aHAIOTUYHOW METOAUKE TOTyUEHUS
Coenunenust 199.

'H sIMP (CD;0D, 400 MTI'my): 6 7,76 (s, 1H), 7,59-7,54 (m, 4H), 7,48 (d, J=8,4 T'n, 2H), 6,58 (s, 1H), 3,94
(s, 3H), 2,65 (q, J=7,6 'y, 2H), 1,19 (t, J=7,6 'y, 3H).

MC (U3P) m/z (M+H)" 364,0.
IMpumep 13-C. Cunre3 Coenunenust 236 (cxema XXX VIII)
\N \N \
; Cl )i N
N N \ JL N N \ N, \
I ~ Sn(n-Bu); | X S | x
N 0 XXXVII-2 - N o Hy, Pd/IC N o
Pd(PPh3)4,K,CO3 EtOH
PhMe, 120°C
OCF; OCF; OCF,4
CoepaunHenune 122 XXXVIII-3

CoeanuHenwue 236

K mepememmBaemoit cmecu Coemgmnaenus 122 (200 mr, 0,54 mmoins), Coequnennss XXX VIII-2 (270 wmr,
0,81 mmomp) u K3;CO5 (150 mr, 1,08 mMois) B Toryose (6 mu) mobasisutu Pd(PPhs), (60 mr, 0,054 MmMois). [To-
JYy4EeHHYI0 CMECh TPW>KJIBI IPOYBAM a30TOM U 3ateM HarpeBanu npu 120°C B TeueHne Houn. CMech KOHIEH-
TPUPOBAJM C yAaJIeHHEM pactBopureins, pazbasmsuin H,O (10 mur), moaBepraqy 3KCTPaKLUHM IMOCPEACTBOM
EtOAc (3x20 muir). O0beIMHEHHBI OPTaHUIECKUIA CIIOW TPOMBIBAIIN COJIEBBIM PacTBOPOM, CYIIWIIA HAJl O€3BO/I-
HbIM Na,SO4 U KOHIEHTPUPOBAIU MOJ BaKyyMoM. [loiydeHHBI HEOUHILEHHBIH MPOIYKT OYMIIAIN MOCPEACT-
BoM nipern. BOXKX ¢ nomyuennem XXXVIII-3 (130 mr, Berxon: 64%).

Cwumech Coemmnenns XXXVIII-3 (130 mr, 0,259 mMons) u Pd/C B 3Tanone (5 M) mepeMeriuBaid B aTMO-
coepe H, npu k.T. B Teuenue 1 gaca. [lomyueHHyI0 cMech (QUIBTPOBATN M KOHIEHTPHUPOBAIN C MOTYyICHHEM
Coenunenns 236 (86,2 mr, BeIxox: 66%).

'H SIMP (CDCls, 400 MI'n): 8 7,48-7,45 (m, 3H), 7,36-7,31 (m, 3H), 7,17 (s, 1H), 6,63 (s, 1H), 3,95 (s,
3H), 2,97-2,90 (m, 1H), 1,17 (d, J=6,8 I't, 6H).

MC (U2P) m/z (M+H)" 378.1.

IIpumep 13-D. Cunre3 Coenunenns 238 (cxema XXXIX).

NZ \
N\ / ,N \ \N
HOLE FC Br N . N |
(HO), h X2 N\ | N 800H. HBr (40%) N Q
NZ o PA(dppACL:, 600K, KsPOs T 3C N AcOH, 90°C FsC |N o
auvokcad, 90°C
XXXIX-1 XXXIX-3 XXXIX-4
B(OH), \
IN \
N
\
OCF, ed | N
XXXIX-5 8 N0
Cu(OAc),, Py, PyNO,
MC 4 A, IXM, Oz
OCF;

CoeanuHeHue 238
K nepemermmBaemoii cmecn Coenmuaenuns XX XIX-1 (400 mr, 2,4 Mmodb), XXXIX-2 (500 mr, 2,18 MMoIIb)
n K;PO, (2 M, 1,1 M, 2,2 mmoutb) B auokcane (20 mi) mobasnsumm Pd(dppf)Cl, (160 mr, 0,218 MMoms) B 3auT-
HOU atMocdepe N,. ITorydeHHYIO pEeakIMOHHYI0 CMECh CHOBA JIETa3sMpOBajM a30TOM W TEPEMENTUBAIH IMPH
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90°C B Teuenne Houn. CMech KOHIIEHTPHPOBaAIH, pa3dasisiin nocpeacrtsoM H,O (20 mur), moasepraiy sKCcTpax-
uu ocpenctBom EtOAc (3x30 mir). OO0beMHEHHbBI OpTraHMYeCKH CJION MPOMBIBAIHM COJIEBBIM PACTBOPOM,
cymty HaJs 6e3BoqHBIM Na,SO, ¥ KOHIICHTPUPOBAIH IO/ BaKyyMOM. [10TydeHHBIH 0CTaTOK OYHMIIATIH ITOCPE/I-
CTBOM KOJIOHOUHOH Xpomarorpaduu (II9/2A = 2/1) ¢ nonyuenuem Coenmnennss XXXIX-3 (400 mr, BbIxon:
67%).

Cumecs Coennaerns XXXIX-3 (400 wmr, 1,48 mmons) B BoxH. HBr (40%, 10 mu) 1 HOAc (5 M) mepeme-
mBayy pu 90°C B Tedenue 12 4. [Tocie oxmaxaeHus A0 K.T. MOJIYYCHHYIO CMECh IPWiINBAIH K Boze (20 M),
HEUTpamu30BBIBAIM mocpencTBoM Na,CO; W 3areM ToJBepraad ASKCTpakiuu mocpeactsoMm JIXM/i-PrOH
(3%30 M1, 006./06. = 9/1). OObeqMHEHHBIH OPraHUYECKU CIIOH MPOMBIBAIHM COJIEBBIM PAacTBOPOM, CYIIMIIA HaJ
6e3BoaHBIM Na,SO, ¥ KOHIICHTPUPOBAIH TOJT BAKYYMOM C TIosrydeHueM HeouurieHHoro CoenuHeHnst X X XI1X-4
(220 wr, BeIXOI: 58%) B BHIe Macia CBETIO-XKEJITOTO IIBETA.

MC (U3P) m/z (M+H)" 257.9.

Coenunenne 238 moiyvanu corjiacHO oOmiel MeToauke, omucanHol B Crocobe 1 B BUe TBEpIOro Belle-
cTBa OyieHO-KenToro 1Beta (80 Mr, BExo: 24%).

'H SIMP (CDCls, 400 MI'n): & 7,46-7,40 (m, 3H), 7,34-7,30 (m, 2H), 7,19 (s, 1H), 6,56 (s, 1H), 3,99 (s,
3H), 2,05 (s, 3H).

MC (U3P) m/z (M+H)" 418,0.

Coeaunenrie 237 mosyyaiu COTJIaCHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coenunenus 238, ¢
nucnonbs3zoBanueM (1,3,5-rpumetnin-1H-nmupazon-4-mr)6oporoBoit kucioTel BMecTto CoeauHenns XXXIX-1 u
5-6poM-2-MeTokcH-4-MeTrnmupuarHa BMecTo Coennaenns XX XIX-2.

'H SIMP (CDCls, 400 MI'n): 8 7,45-7,41 (m, 2H), 7,31-7,26 (m, 2H), 7,04 (s, 1H), 6,54 (s, 1H), 3,73 (s,
3H), 2,09 (s, 3H), 2,07 (s, 3H), 1,96 (s, 3H).

MC (UDP) m/z [M+H]" 378.2.

Coenunenne 239 mosydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 238, ¢
WCTIONb30BaHuEM (4-3TOKCH-2-MeTHI(eHIT)00poHOBOM KHCIOTH BMecTo CoenuneHus XXXIX-5 B Buzae TBep-
JIOTO BEIIECTBa OJIEAHO-KENITOTO I[BETA.

'H SIMP (CDCls, 400 MTI'): & 7,40 (s, 1H), 7,10-7,05 (m, 2H), 6,85-6,75 (m, 2H), 6,55 (s, 1H), 4,02 (q,
J=6,8 T'u, 2H), 3,97 (s, 3H), 2,11 (s, 3H), 2,04 (s, 3H), 1,40 (t, J=6,8 I'y, 3H).

MC (U3P) m/z (M+H)" 392.1.

IMpumep 13-E. Cunres Coenunenns 234 (cxema XL).

B(OH)>

\
O
N < N
o} N
0 | N B S
Br: N ~ N o N;>— ‘Oi |
| XL-2 . XL-4 N“X0  ag. HBr(40%)
- -
N™ 70 Pd(dppf)Cly, K,CO4 —_- >
H Cu(OAC),,Py, OM3/MH0 EtOH, 06p. xon.
XL-1 PyNO, OXM, MC 4 A, O
0.
~ O\
\ XL-3 )
N N XL-5
N
N\ N |
| i-Prl N 0
N7 0
AueToH/K2COs

o}
OH
XL-6 \(
Coennnenve 234

Coennnenne XL-6 moTydaan COTJIACHO ONMCAHHOHN B IAHHOM pa3Jielie CXeMe CHHTE3a.

K pactBopy Coemmuenus XL-6 (100 mr, 0,34 mmoins) B anetone (10 mu) mobasmsuim CoenuHeHHe 2-
noamnponad (83,7 mr, 0,51 mmons) u K,CO3 (84 mr, 0,68 MMoip). [TomydeHHYIO peakKIIMOHHYIO CMECh HarpeBain
¢ 00paTHBIM XOJOAWIHHUKOM B TedeHHe HOuW. [locie oxnakaeHus N0 K.T. HOJIYYECHHYIO CMECh MPWIMBAIH K
JEISHOW BOJE, IOABEpralM dKCTpakuuu mocpenctBoM DA (3x50 mur). OObenMHEHHBI OpraHMYecKuil cioi
MIPOMBIBAJI COJIEBEIM PAacTBOPOM M KOHIIEHTPHPOBAIM C MOJYyYCHHEM HEOUHIIEHHOTO MpOoayKTa. IloxydeHHbIN
ocTaToK ouHmIany nocpeactsoMm mpen. BOXX ¢ momyuennem Coemmuenus 234 (50 mr, Beixon: 44%) B Buzme
TBEPJIOTO BEIIECTBA OEJIOTO IBETA.

'H SIMP (CDCls, 400 MT'n): & 7,46 (s, 1H), 7,35 (s, 1H), 6,98 (s, 1H), 7,10-7,07 (m, 2H), 6,8 (s, 1H), 6,78-
6,76 (m, 1H), 6,56 (s, 1H), 4,57-4,51 (m, 1H), 3,92 (s, 3H), 2,23 (s, 3H), 2,13 (s, 3H), 1,34 (d, J=6 I'i, 6H).

MC (U2P) m/z [M+H]" 337.9.

Coenunenrie 240 nmosyyaiau COTIacCHO METOAMKE, aHAIOTMYHOM MeToauke nonydeHus Coenunenus 234, ¢
UCroNb30BaHueM  5-Opom-4-(tpudptopmermm)mupuaus-2(1H)-ona  Bmecro  Coemmnenmst — XL-1 u
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(4-(Tpudropmeroxcn)henn ) 00poHOBOH kucinoThl BMecTo Coennnennst XL-2.

'H SIMP (CDCls, 400 MT'n): & 7,48-7,46 (m, 3H), 7,42 (s, 1H), 7,38-7,25 (m, 3H), 7,07 (s, 1H), 3,94 (s,
3H).

MC (UDP) m/z [M+H]" 403.9.

IMpumep 14-A. Cunre3 Coenunenus 243 (cxema XLI).

(n-Bu)zSnCl —
N, / —_— N, / Sn(n-Bu)z
N LDA, TT®, -70°C N

XLI-1 XLI-2
N7
Br: N —
| NN/__/>—Sn(n-Bu)3
N O -
XLI-2 - N 0
Pd(PPhs)2Clz, AnoKCcaH
06p. xon.
OCF3
XLI-3 OCFs

CoeanuHeHue 243

K pactBopy Coenunenus XLI-1 (0,8 r, 10 mmoins) u (n-Bu);SnCl (3,7 1, 11 Mmmons) B TT'® (10 mi) mo ka-
wisM nobasistmu pacteop LDA (1 M B TT'®, 10 mu, 10 mmois) mipu -70°C B atmocdepe N,. [Tonydennyro pe-
aKIMOHHYIO cMech nepementnBany npu -70°C B Tedenue 1 4. Peakiuro racunm HackimeHHsM Boaa. NHyCl (50
MJI) ¥ TIOJBEPTaIH dKCTpaKIUU mocpenctBoM DA (3x50 mur), opranndeckuii cimoi cymuinu Hag Na,SO4 1 KOH-
LEHTPUPOBAIH MPHU MOHIKEHHOM JAaBleHHUU. IlodydeHHBIH OCTaTOK OYMINAIM IMOCPEACTBOM KOJIOHOYHOM Xpo-
marorpadun Ha cuinukareine (I19/9A = 1/1) ¢ nonydyennem Coenunenust XLI-2 (1 1, Berxoa: 27%).

K cmecu Coemunenns XLI-3 (0,2 r, 0,58 mmons) u Coequnenus XLI-2 (0,43 1, 1,2 MMOITB) B THOKCAHE
(20 mur) no6aemsuu Pd(PPh;),Cl, (0,04 T, 0,058 MMois) B atmocdepe N, nipu k.T. [TomydeHHYIO cMech mepeMe-
IIMBAJM MIPU HArPEBaHWU C OOPATHBIM XOJOAWIHHUKOM B T€UCHHE HOUYHW. [lomydeHHyI0 cMech pa30aBisui BO-
noit (20 mi) u moaBepramu dKcTpakimu mocpencteoM CH,Cly (3x30 mur). OObeqMHEHHBINH OPraHMYCCKHIA CIIOH
MIPOMBIBAJI COJIEBBIM PAacTBOpPOM, cymmid Hajg Na,SO4 1 KOHIEHTPUPOBAIN NP MOHMKEHHOM aaBieHuu. [1o-
JYYCHHBIA OCTAaTOK OYMINAJIHN MOCPEICTBOM KOJOHOYHOI Xpomarorpaduu Ha cuinKaresne (TIpH AIIIONPOBAHHIH
nocpenctsoM DA) ¢ moyaennem Coenunenns 243 (0,16 r, Berxon: 80%).

'H SIMP (CDCls, 400 MTI'): § 9,25-9,20 (m, 2H), 7,47-7,33 (m, 3H), 7,38-7,34 (m, 2H), 7,31 (s, 1H), 6,65
(s, 1H), 2,23 (s, 3H).

MC (U2P) m/z (M+H)" 348.0.

Coenunenne 241: K nepemermBaemoii cmecn XLI-3 (300 mr, 0,86 MMoitb), mUpHINH-3-HI00POHOBON KH-
ciotel (160 mr, 1,04 mmors) u K3PO, (0,86 i, 1,72 mmons) B IM®A (10 M) modasnsumu Pd(PPhs), (100 mr,
0,086 Mmozp) B 3amuTHON atMocdepe N,. [lonyueHHyr0 peakMoHHYIO cMech nepemerinBany npu 110°C B te-
yeHue Houn. CMech KOHIEHTPUPOBaIH, pazbaBisui nocpeactsoM H,O, moasepraim 3KCTpakIUK HOCPEICTBOM
EtOAc (3x30 mu). [Tomy4eHHBIN OpraHMYECKU CJIOW MPOMBIBAIHM COJIEBBIM PAacTBOPOM, CYIIWIIM HaJl O€3BOJ-
HbIM Na,SO,4 U KOHIIEHTPUPOBAIH H0J BakyyMoM. [TomyueHHBIH ocTaTok odnmany nocpeacrsom mpemn. BOXKX
¢ nonmyuenreM Coenunenust 241 (122 mr, Bexon: 41%) B Bue TBepAOTo BellecTBa OEIOro HBETA.

'H SIMP (IMCO-d, 400 MI'n): & 8,63 (s, 1H), 8,57-8,56 (m, 1H), 7,90-7,85 (m, 1H), 7,70-7,64 (m, 3H),
7,53-7,51 (m, 2H), 7,48-7,45 (m, 1H), 6,52 (s, 1H), 2,14 (s, 3H).

MC (UDP) m/z [M+H]" 347.1.

CoenunHenne 242 moydain COTIACHO METOJMKE, aHAIOTHYHOW MeToauke nonydeHus Coenunenns 241, ¢
WCTIOJIb30BaHUEM TUPUINH-4-MITIO0POHOBOI KHUCIOTH BMECTO MAPHUINH-3-HI00POHOBON KHCIOTHI.

'H SIMP (JIMCO-dg, 400 MTI'): & 8,60 (d, J=4,8 I', 2H), 7,71 (s, 1H), 7,66-7,64 (m, 2H), 7,53-7,47 (m,
4H), 6,52 (s, 1H), 2,19 (s, 3H).

MC (UDP) m/z [M+H]" 347.1.

Coenunenwne 247 nomydanu cornacHo Criocody 4: K pactBopy Coennnaenuns XLI-3 (900 mr, 2,59 mmois) B
muokcane/H,O (12 M, 06./00. = 5/1) nobasmsuin K,CO5 (720 mr, 5,18 mmons), 1-metnin-5-(4,4,5,5-reTpameTr-
1,3,2-nnoxcabopomnan-2-mn)-1H-nupazon (600 mr, 2,85 mmoins) u Pd(dppf)Cl, (180 mr, 0,26 mmons). [Tomyuen-
HYIO CMeCh MPOAYBaIM a30ToM M 3ateM HarpeBaiu npu 100°C moa neHcTBUEM MUKPOBOJHOBOTO M3IYYECHHS B
teuerne 40 muH. CMech OXJIaXIalli 10 K.T., pa30aBisud BOJIOH, MTOABEpraIn dKCTpakiuu nocpeactsoM EtOAc
(3x30 mu). OObenMHEHHBI OPTaHUYECKUA CJIOW MPOMBIBAINA COJIEBBIM PACTBOPOM, CYIIMIN Hal OE3BOIHBIM
Na,SO; ¥ KOHHIEHTPHPOBAIM TIOA BaKyyMoM. Ilomy4eHHBI OCTATOK OYMINANM ITOCPENCTBOM  (hidmI-
xpomatorpadun Ha cumkarene (I13:9A = 10:1—1:1) ¢ monydennem Coenunenus 247 B BUIE TBEPIOTO BeIlle-
ctBa kentoro useta (175 mr, Berxoa: 20%).

'H SIMP (CDCls, 400 MT'n): & 7,53 (s, 1H), 7,48-7,45 (m, 2H), 7,36-7,32 (m, 2H), 7,26 (m, 1H), 6,60 (s,
1H), 6,23(s, 1H), 3,76 (s, 3H), 2,03 (s, 3H).
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Coeaunenrie 254 nonydaiau COrjlacCHO METOIUKE, aHAJIOTUUHON Metoauke nonydeHus Coequnenust XL-5,
¢ ucnonp3oBaHueM 5-(4,4,5,5-terpamermi-1,3,2-nuokcaboponan-2-mn)oeH3o[d|okcazona BMecto CoenuHEHUS
XL-4 u ¢ ucionp3oBanueM 5-XLI-3 BMecto Coenunenust XL-3 B BUIe TBEPIOTO BEIIECTBA OEIIOTO IIBETA.

'H SIMP (CDCls, 400 MTI'm): & 8,16 (s, 1H), 7,71 (s, 1H), 7,63 (d, J=8,4 I'n, 1H), 7,52-7,48 (m, 2H), 7,35-
7,29 (m, 3H), 7,25 (d, J=8,4 I';, 1H), 6,61 (s, 1H), 2,15 (s, 3H).

MC (U2P) m/z (M+H)" 387,0.

CoenuHenue 255 moyydany B BHJIE TBEPIOTO BEIIECTBA JKEITOTO IIBETA COTJIACHO METOAMKE, aHAJIOTHIHON
Mertonuke nonydenust Coequnenus 254, ¢ ucrnonb3oBanueM (1-metwi-1H-uH1071-5-11)00pOHOBOM KUCIOTHI U
N32CO3 BMECTO K2C03.

'H SIMP (AMCO-dg, 400 MTI): & 7,65-7,63 (m, 2H), 7,54-7,45 (m, SH), 7,35 (d, J=2,8 I'n, 1H), 7,16 (dd,
J=1,6, 8,4 ', 2H), 6,47 (s, 1H), 6,20 (d, J=2,8 I'u, 1H), 3,81 (s, 3H), 2,13 (s, 3H).

Coeaunenuie 259 nosyyaiu COrIacHO METOAMKE, aHAIOTMYHOM MeToauke nonydeHus Coequnenus 255, ¢
ucnonb3oBanueM 5-(4,4,5,5-retpamermi-1,3,2-nnokcadoponan-2-mn)odenso[c][1,2,5]okcaauasona.

'H sIMP (CDCls, 400 MI'm): 6 7,90 (dd, J=1,2, 9,6 I'n, 1H), 7,75 (s, 1H), 7,50-7,48 (m, 2H), 7,39-7,34 (m,
4H), 6,64 (s, 1H), 2,22 (s, 3H).

Coenunenrie 251 nmosyyaiau COriacHO METOAMKE, aHAIOTMYHOM MeToauke nonydeHus Coequnenus 255, ¢
ucnonb3oBanueM 5-(4,4,5,5-retpamermn-1,3,2-mnokcaboponan-2-mn)den3o[d|tuazona.

'H sSIMP (CDCls, 400 MI'm): 5 9,06 (s, 1H), 8,06 (s, 1H), 8,01 (d, J=8,4 ', 1H), 7,52-7,49 (m, 2H), 7,39-
7,32 (m, 3H), 7,27 (d, J=8,4 I'n, 1H), 6,63 (s, 1H), 2,19 (s, 3H).

Coenunenrie 244 nonydaiau COrJIaCHO METOIUKE, aHAJIOTUUHON Metoauke nonydeHus Coequnenust XL-3,
myteMm B3aumogehcTBus S-(1H-umunazon-1-wn)-4-metunmmupuanna-2(1H)-ona ¢ (4-(tpudTopmeTokcn)heHnn)-
OOpPOHOBOI KUCIIOTOM.

'H SIMP (CDCl;, 400 MTI'm): 6 7,60 (s, 1H), 7,57-7,50 (m, 4H), 7,37-7,33 (m, 2H), 7,25 (m, 1H), 6,58 (s,
1H), 2,01 (s, 1H).

MC (U2P) m/z (M+H) " 336,1.

CoenuHenne 245 moyydany COTJIACHO METOJUKE, aHAJIOTHIHON MeToauke monydeHus CoenquHenust XL-5,
myteM B3ammozeictBust Coequnenuss XLI-3 ¢ 1-mernn-5-(4,4,5,5-rerpamermi-1,3,2-muokcaboponan-2-mi)-1H-
WHJIa30JI0M.

'H IMP (CDCls, 400 MI'mm): 6 7,99 (s, 1H), 7,62 (s, 1H), 7,51 (d, J=9,2 T'n, 2H), 7,45 (d, J=8,8 I'n, 1H),
7,34-7,23 (m, 4H), 6,61 (s, 1H), 4,11 (s, 3H), 2,15 (s, 3H).

MC (U3P) m/z [M+H]" 400,1.

Coeaunenrie 246 moyydaiad COrJIaCHO METOIUKE, aHAJIOTUUHON Metoauke nonyueHus Coequnenust XL-5,
myteM B3ammoneiicteus Coemunenns XLI-3 ¢ 2-metun-5-(4,4,5,5-terpameri-1,3,2-muokcaboponan-2-wm)-2H-
WHJIa30JI0M.

'H SIMP (CDCl;, 400 MTI'y): & 7,97 (s, 1H), 7,80 (d, J=8,8 I'u, 1H), 7,56 (s, 1H), 7,51 (d, J=9,2 I'u, 2H),
7,36 (m, 3H), 7,25 (m, 1H), 6,81 (s, 1H), 4,29 (s, 3H), 2,22 (s, 3H).

MC (U2P) m/z [M+H]" 400,1.

Coenunenne 249 moyydany COTJIACHO METOJUKE, aHAJIOTUIHON MeToauke monydeHus CoenquHerust XL-5,
myteM B3ammozeictBust Coequnennss XLI-3 ¢ 1-mernn-6-(4,4,5,5-rerpamermi-1,3,2-nmnokcaboponan-2-mi)-1H-
HHJIa30JI0M.

'H SIMP (CDCls, 400 MTI'm): 6 8,02 (s, 1H), 7,75 (d, J=8,0 'u, 1H), 7,52~7,50 (m, 2H), 7,35-7,33 (m, 2H),
7,29~7,28 (m, 2H), 7,07 (d, J=8,0 I'u, 1H), 6,62 (s, 1H), 4,09 (s, 3H), 2,18 (s, 3H).

MC (U2P) m/z (M+H)" 400,0.

Coeaunenrie 250 monydanau cOrjlacCHO METOIUKE, aHAJIOTUUHON Metoauke nonydeHus Coequnenust XL-5,
myteM B3ammoneiicteus Coemunenns XLI-3 ¢ 2-metnn-6-(4,4,5,5-terpameri-1,3,2-mruokcaboponan-2-wmn)-2H-
WHJIa30JI0M.

'H IMP (CDCls, 400 MI'm): & 7,94 (s, 1H), 7,68 (d, J=8,0 T'n, 1H), 7,58 (s, 1H), 7,53-7,50 (m, 2H),
7,34~7,32 (m, 2H), 7,27 (m, 1H), 7,00 (d, J=8,0 I'u, 1H), 6,61 (s, 1H), 4,25 (s, 3H), 2,19 (s, 3H).

MC (U3P) m/z (M+H)" 400,0.

Coenunenue 258 moyiydaiau B BUJIE TBEPIOTO BELIECTBA JKEITOTO IIBETA COIJIACHO METOAMKE, aHAJIOTUYHON
Metonuke monydenus Coemunenuss XL-5, ¢ wucrmonp3oBanmeM 1-metmn-6-(4,4,5,5-terpamermin-1,3,2-
nuokcabopomnan-2-un)-1H-uanona Bmecto Coenunenus XL-4 u ¢ ucronb3oBanneM Coenuaenus XLI-3 BmecTo
Coennuennsa XL-3.

'H SIMP (IMCO-dg, 400 MTI'm): & 7,66-7,62 (m, 1H), 7,56-7,48 (m, 4H), 7,44 (s, 1H), 7,33 (s, 1H), 7,02
(d, J=8,0 T'm, 1H), 6,48 (s, 1H), 6,42 (m, 1H), 3,78 (s, 3H), 2,15 (s, 3H).

MC (U2P) m/z (M+H)" 398,9.

Coenunenne 260 moyydany COTJIACHO METOJUKE, aHAJIOTUIHON MeToauke monydeHuss CoenquHenust XL-5,
¢ ucmnojibp3oBaHueM 6-(4,4,5,5-rerpamermi-1,3,2-nmuokcaboponan-2-mn)oen3o[d]tnazona Bmectro CoenuHeHUs
XL-4 u c ucnons3opanueM Coenunenns XLI-3 Bmecto Coennuennst XL-3.

'H sSIMP (CDCls, 400 MI'm): 6 9,05 (s, 1H), 8,17 (d, J=8,4 I'n, 1H), 7,88 (s, 1H), 7,52-7,43 (m, 3H), 7,37-
7,32 (m, 2H), 7,28-7,26 (m, 1H), 6,63 (s, 1H), 2,19 (s, 3H).
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MC (U3P) m/z (M+H)" 403.0.

Coeaunenrie 432 nosyyaiau COTJIaCHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coenunenus 243, ¢
nucnons3zoBanueM Pd-118 u KsPO,4 Bmecto Pd(dppf)Cl, n K,COs.

'H IMP (CDCl;, 400 MTI'm): 6 9,25 (d, J=5,2 ', 1H), 9,20 (s, 1H), 7,50-7,47 (m, 2H), 7,44-7,42 (m, 1H),
7,38-7,35 (m, 2H), 7,30 (s, 1H), 6,64 (s, 1H), 2,22 (s, 3H).

MC (U2P) m/z (M+H)" 297,9.
IIpumep 14-B. Cunte3 Coequnenns 248 (cxema XLII).
HaN Ny N§|/N\
7\"/ P N Q\/N VZ | N
H
PA(dpPCI-CHCly | o g N0
XU s HN— :>— 0
K3P04 ANOKCaH
80 °C NaHCOs, EtOH, 06p. xon.
XLII-2
X3 OcF, OCF,

Coenunenue 248

B om0y BHOocmmu Coemumuenme XLI-3 (0,8 r, 2,30 mmomb, 1 3kB.), Coemmnenue XLII-2 (1,02 r,
4,60 mMmous, 2 3kB.), Pd(dppf)Cl,-CH,Cl, (0,094 1, 0,11 mmoms, 0,05 3kB.), KsPO, (1,22 1, 4,60 MMOJTB, 2 3KB.) H
50 M1 auoKcaHa, TPUXKABI IPOBOAWIN NMPOAYBKY a30ToM. [lonmyueHHnyro cMmeck HarpeBanu npu 80°C B TeueHue
8 4. Ananuz nocpenctsoM KXMC mokasai, 4To peakuusi 3aBepiiniachk. [lonydeHHYI0 peakIMOHHYIO CMECh
OXJIKIAIHA JI0 K.T., pa30aBisuId BOJOMW, TOJABEpraid dKCTpakmuu dTrnaneratoM (3x80 mur). OO0benuHEHHBIN
OPTaHUYECKUH CJION MPOMBIBAIIM COJICBBIM PACTBOPOM, CYIIMIN HaJ OC3BOJHBIM CYIb(AaTOM HATPHS, PHIBTPO-
BaJIM U KOHLIEHTPUPOBAIH C MOJIyUEHHUEM Maciia KOPUUHEBOTO LBeTa. [[poBOIMIN NEpPEKpUCTATIIM3ALNIO U3 DA
¢ nonmyuenneM Coennnenust XLII-3 B Buae TBepmoro Bemiectsa rpsizHo-0enoro 1sera (0,4 T, Berxo: 48%).

MC (U3P) m/z (M+H)" 362.9.

B xon0y BHocmnmu Coenmunenne XLII-3 (300 mr, 0,83 mmonb, 1 9xB.), NaHCO; (139 mr, 1,66 MMoIIb,
2 5KkB.), BoAH. 2-xnopaneranpaerun (40%, 1,6 , 8,3 mmois, 10 3kB.) 1 20 M EtOH. [Tomyuennyio cmech Harpe-
BaJM ¢ OOpaTHBIM XOJOTWIBHUKOM B TeueHue 18 4. Anamus mocpenctBoMm XXXMC mokasan, 4To peaxius 3a-
Bepmmiach. [1omydeHHyI0 peakIHOHHYI0 CMECh OXJIAXKIAJIH J0 K.T., pa30aBIBsUIH BOIOH, IMTOABEPTaIH SKCTPaK-
n strnaneratoM (3x50 mit). OObeIMHEHHBIH OPraHUYeCKUH €10 IPOMBIBAIN COJIEBBIM PacTBOPOM, CYIIHIIH
Hajx OE3BOTHBIM Cyib(aToM HATpHUs, QUIBTPOBATIN M KOHIICHTPUPOBAIH C MOJIYYCHHEM Macia KOPHIHEBOTO
nseta. [IpoBomnnm ounctky nocpeactsom npern. TCX (ITD/3A = 2/1) ¢ nmomyuennem CoenuHeHus: 248 B BHIE
TBEPAOTO BellecTBa KopuuHeBoro 1seta (145,5 mr, Berxon: 45%).

MC (M2P) m/z (M+H)" 386,9.

'H SIMP (JIMCO-dg, 400 MTI'y): & 9,05 (d, J=2,4 T, 1H), 8,64 (d, J=2,4 I'u, 1H), 7,90 (s, 1H), 7,84 (s,
1H), 7,76 (s, 1H), 7,66 (d, J=8,4 T'n, 2H), 7,54 (d, J=8,4 T'u, 2H), 6,55 (s, 1H), 2,22 (s, 3H).

Coeaunenue 252 noryyaiu COTJIaCHO METOAMKE, aHAIOTMYHOM MeToauke noinydeHus Coenunenus 248, ¢
ucronb3oBaHueM 5-(4,4,5,5-rerpamermi-1,3,2-nuokcaboponan-2-mwi)IUpUANH-2-aMuHa BMecTo CoeTuHEeHUS
XLII-2.

MC (U2P) m/z (M+H)" 386,9.

'H IMP (JIMCO-ds, 300 MI'n): & 8,62 (s, 1H), 7,92 (s, 1H), 7,72 (s, 1H), 7,66-7,53 (m, 6H), 7,33 (d,
J=6,8 I'u, 1H), 6,52 (s, 1H), 2,19 (s, 3H).

IIpumep 14-C. Cunte3 Coeaunaenns 253, 256 u 257 (cxema XLIII).

HN=p
N,
B .
r | X NC N \N X
| 1) NaNa, Cu(OAG),, |
N7 o

CuCN N~ ~O OM®A, 100°C N o)
R -
NMP,180°C © 2)HCI/MeOH
OCFs OCF3 OCF3
XLin-1 XLII-2 " v CoeanuHeHune 253
A
CHyl, K,COs N" "0
> +
OM®A ©
OCF, OCFs
CoeaunHeHune 256 CoeauHeHune 257
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K pactBopy Coemmnenuss XLIII-1 (600 mr, 1,7 mmomns) B 5 mu NMP nobamsimm CuCN (462 wr,
5,1 mmons). [lonydennyto cmech HarpeBanu 10 180°C B teuenue 3 4. [TomydenHyio cMech pa30aBisuTH ITocpe-
crBoM H,0, moxsepranu skcrpakuun nocpeactBoM EtOAc (3x50 mur). OObenMHEHHBIH OpraHWYecKuil Ciou
MPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIIN HaJ 0e3BoaHbIM Na,SO, 1 KOHIEHTpHPOBaIHM 1101 BakyymoM. [Tomy-
YEHHBIA OCTATOK OYMINAJIH MOCPEICTBOM KOJIOHOYHOHM xpomaTtorpadum Ha cunukarerne (II3/2A = 5/1) ¢ momy-
yeaneMm Coenmaenust XLIII-2 (400 mr, Berxoa: 80%) B BHIE TBEPAOTO BeLlecTBA OEIOTO IBETA.

K pactBopy Coemnnenus XLIII-2 (300 mr, 1 mmons) B 3 Mt IM®A nobasnsin NaN; (130 mr, 2 MMOTIb) 1
Cu(OAc); (360 mr, 2 MmMoub). TTonydernyto cmech HarpeBaym g0 100°C mon pelicTBHEM MHUKPOBOJIHOBOTO H3-
nmydenus B rederue 20 muH. Jlanee cmech ¢unbTpoBanu mpu 70°C, GrIbTpaT oXJIaxaaad 10 K.T., CMeCh (QUIbT-
poBasn cHOBa. OcTagieecs TBepmoe BemecTBo pacTBopsiin B HCI/MeOH (4 M), mepemernuBaiy mnpu K.T. B Te-
yenue 1 4. Cmech KoHUEHTpUpoBaiy ¢ nonydenueM Coenunenus 253 (50 mr, Bexon: 14,5%) B BuIe TBEpAOTO
BEILIECTBA YEPHOTO IBETA.

'H SIMP (JIMCO-dg, 400 MT'nr): & 8,17 (s, 1H), 7,60 (m, 2H), 7,51 (m, 2H), 6,51 (s, 1H), 2,36 (s, 3H).

MC (M2P) m/z (M+H)" 338,0.

K pactBopy Coennnenus 253 (200 wmr, 0,59 mmons) B 2 M IM®A nobasnsimn CH;1 (100 mr, 0,7 mmons)
u K,CO; (170 mr, 1,2 Mmmouis). TonydeHHYI0 cMech TepeMenInBaIi IpH K.T. B TedeHue 3 4. [TomydyeHHyIo cMech
pasbassum ocpeactsoM H,O, monsepranu sxctpakmuu mocpeactBoM EtOAc (3x50 mur). OObeAMHEHHBIH Op-
TaHUYECKHUH CIIOH NMPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMIIM HaJ 6e3B0oHBIM Na,SO,4 M KOHIEHTPUPOBAIN MO
BaKyyMOM, TIOJTYyYeHHBIH ocTaToK ounmann nocpeactsoM mnpern. TCX (II9/3A = 1/1) ¢ monydennem Coennne-
HUA 256 (130 mr, Beixoa: 62%) u Coennnernns 257 (40 mr, Bexon: 19%).

'H SIMP (CDCls, 400 MI'n): & 8,15 (s, 1H), 7,50 (d, J=8,8 ', 2H), 7,36 (d, J=8,8 ', 2H), 6,60 (s, 1H),
4,38 (s, 3H), 2,55 (s, 3H).

MC (U2P) m/z (M+H)" 351.9.

'H SIMP (CDCls, 400 MI'n): & 7,48-7,44 (m, 3H), 7,35 (d, J=8,8 ', 2H), 6,65 (s, 1H), 4,05 (s, 3H), 2,13
(s, 3H).

MC (U3P) m/z (M+H)" 351.9.

Coenunenns 261-264 moirydany coriiacHO 00IIel METOAMKE, ONTMCAHHONW B HACTOSAIIEM JTOKYMEHTE.

Coemuuenwe 261: "H SIMP (CDCls, 400 MI'n): & 9,04 (s, 1H), 8,03-8,00 (m, 1H), 7,53-7,47 (m, 3H), 7,42-
7,28 (m, 4H), 6,65 (s, 1H), 2,07 (s, 3H).

MC (U3P) m/z [M+H]" 402.8.

Coemunenue 262: MC (U2P) m/z [M+H]" 352.8.

'H SIMP (CDCls, 400 MT'n): & 8,87 (m, 1H), 7,70 (s, 1H), 7,51-7,47 (m, 2H), 7,35-7,27 (m, 3H), 6,60 (s,
1H), 2,36 (s, 3H).

Coemuuene 263: 'H SIMP (JIMCO-dg, 400 MT'm): & 9,42 (s, 1H), 8,10 (d, J=8,0 'y, 1H), 7,78 (s, 1H),
7,64-7,59 (m, 3H), 7,51-7,45 (m, 3H), 6,55 (s, 1H), 1,98 (s, 3H).

MC (U3P) m/z [M+H]" 402.9.

Coemuuenne 264: 'H SIMP (CDCls, 400 MTI'): & 8,54 (s, 1H), 8,48 (s, 1H), 7,49-7,45 (m, 2H), 7,37-7,32
(m, 2H), 7,29 (s, 1H), 6,61 (s, 1H), 2,19 (s, 3H).

MC (U3P) m/z [M+H]" 353,1.

ITpumep 1510 5-bpoMnupu0HOBBIE aHATIOTH.

Coenunenns 265-273 nonydanu coriacHo CriocoOy 1, mpuBeaeHHoMy B pumepe 12-B, ¢ ncnons3oBaHn-
eM 5-0pommupunuH-2(1H)-oHa, pearupyromnero ¢ COOTBETCTBYIOIIMMH OOPOHOBBIMHU KHUCIIOTaMH.

Coenuuenne 265: 'H SIMP (JIMCO-ds, 400 MI'n): & 7,97 (s, 1H), 7,63 (d, J=9,6 T'n, 1H), 7,52-7,48 (m,
2H), 7,37-7,32 (m, 2H), 6,48 (d, J=9,6 I't, 1H).

MC (U2P) m/z (M+H)" 268,1.

Coenuuenne 266: 'H SIMP (JIMCO-ds, 400 MI'n): & 8,34 (s, 1H), 8,02 (d, J=9,6 I'n, 1H), 7,85-7,81 (m,
1H), 7,46-7,38 (m, 3H), 6,88 (d, J=9,6 I'u, 1H), 4,21 (s, 3H).

MC (U3P) m/z (M+H)" 280.0.

Coemunenne 267: 'H AMP (JIMCO-dg, 400 MI'n): & 7,92 (d, J=2,8 ', 1H), 7,60 (dd, J=9,6, 2,8 I'n;, 1H),
7,32-7,29 (m, 2H), 7,02-6,99 (m, 2H), 6,45 (d, J=9,6 ', 1H), 4,70-4,63 (m, 1H), 1,32 (d, J=6,0 I'u, 6H).

MC (U3P) m/z (M+H)" 310,0.

Coemuuenne 268: 'H SIMP (JIMCO-ds, 400 MT'n): & 8,07 (d, J=2,8 I'mi, 1H), 7,91 (s, 1H), 7,85-7,82 (m,
1H), 7,80-7,73 (m, 2H), 7,65 (dd, J=9,6, 2,8 I';, 1H), 6,51 (d, J=9,6 T'u, 1H).

MC (U3P) m/z (M+H)" 319,9.

Coemuuenwe 269: 'H IMP (JIMCO-dg, 400 MI'): & 7,98 (d, J=2,8 ', 1H), 7,63 (dd, J=9,6, 2,8 I'n;, 1H),
7,60-7,56 (m, 2H), 7,50-7,47 (m, 2H), 6,48 (d, J=9,6 ', 1H).

MC (U9P) m/z (M+H)" 285.8.

Coemuuenwe 270: 'H IMP (IMCO-dg, 400 MTI'): & 8,03 (d, J=2,8 I'n, 1H), 7,66-7,59 (m, 3H), 7,53-7,50
(m, 2H), 6,50 (d, J=10 'y, 1H).

MC (U2P) m/z (M+H)" 335.9.

Coenuuenne 271: 'H AMP (IMCO-dg, 400 MI'm): & 10,17 (s, 1H), 7,96 (d, J=2,8 T'u, 1H), 7,70 (s, 1H),
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7,67-7,58 (m, 2H), 7,44 (t, J=8,0 I'n, 1H), 7,10-7,07 (m, 1H), 6,49 (d, J=10 I'u, 1H), 2,07 (s, 3H).

MC (U3P) m/z (M+ Na)" 328,9.

Coenuuenne 272: 'H AMP (IMCO-dg, 400 MI'n): & 7,98 (d, J=2,8 ', 1H), 7,62 (dd, J=9,6, 2,8 I'n;, 1H),
7,58-7,50 (m, 1H), 7,42-7,39 (m, 1H), 7,33-7,27 (m, 2H), 6,47 (d, J=9,6 'y, 1H).

MC (UDP) m/z (M+H)" 267.8.

Coenuuenne 273: 'H AMP (IMCO-d,, 400 MI'n): & 7,83 (d, J=2,8 ', 1H), 7,63 (dd, J=9,6, 2,8 I'n, 1H),
7,15 (d, J=8,4 I'n, 1H), 6,93 (d, J=2,8 ', 1H), 6,86-6,83 (m, 1H), 6,47 (d, J=9,6 I'n;, 1H), 4,07 (q, J=6,8 I'us, 2H),
2,01 (s, 3H), 1,35 (t, J=6,8 ', 3H).

MC (U2P) m/z (M+H)" 307.9.

[Tpumep 16. 5-3amenieHHBIE aHAIOTH TUPHUIOHA.

Coenunenns 274-278, 280 u 281 mosryganu coritacHo CriocoOy 1, mpuBeneHHoMy B mpumepe 12-B, mytem
B3auMoJieiicTBrA S-TpudTopmermmupuana-2(1H)-oHa ¢ COOTBETCTBYIOIMMMH OOPOHOBBIMH KHUCIIOTAMHU.

Coenunenue 274: "H SIMP (CDCls, 400 MT'n): & 7,73 (s, 1H), 7,58-7,49 (m, 2H), 7,22-7,15 (m, 3H), 6,74
(d, J=9,6 T'u, 1H).

MC (U3P) m/z (M+H)" 257.9.

Coemunenne 275: 'H SIMP (CDCls, 400 MI'n): & 7,73 (s, 1H), 7,54 (d, J=9,6 ', 1H), 7,48-7,42 (m, 2H),
7,38-7,36 (m, 2H), 6,73 (d, J=9,6 'y, 1H).

MC (U3P) m/z (M+H)" 324,1.

Coenunenue 276: 'H SIMP (CDCls, 400 MT'n): 8 7,74 (s, 1H), 7,54-7,50 (m, 1H), 7,45-7,40 (m, 1H), 7,03-
6,99 (m, 1H), 6,94-6,90 (m, 2H), 6,72 (d, J=9,6 T'u, 1H), 3,85 (s, 3H).

MC (U3P) m/z (M+H)" 270,1.

Coenuuenne 277: 'H SIMP (IMCO-ds, 400 MI'm): & 10,18 (s, 1H), 8,25 (s, 1H), 7,79-7,75 (m, 1H), 7,71
(s, 1H), 7,63-7,61 (m, 1H), 7,48-7,43 (m, 1H), 7,14-7,11 (m, 1H), 6,66 (d, J=9,6 I';, 1H), 2,07 (s, 3H).

MC (U2P) m/z (M+H)" 296.9.

Coenuuenne 278: 'H SIMP (IMCO-ds, 400 MI'n): & 8,13 (m, 1H), 7,76-7,72 (m, 1H), 7,18 (d, J=8,4 I'n,
1H), 6,91 (s, 1H), 6,84-6,81 (m, 1H), 6,61 (d, J=9,6 I'u, 1H), 4,04 (q, J=6,8 'y, 2H), 1,97 (s, 3H), 1,31 (t,
J=6,8 I';, 3H).

MC (U2P) m/z (M+H)" 298.1.

Coenuuenne 280: "H SIMP (CDCls, 400 MI'n): 8 7,67 (s, 1H), 7,55-7,48 (m, 2H), 7,40-7,35 (m, 1H), 7,32-
7,28 (m, 2H), 6,75 (d, J=9,6 I';, 1H).

MC (U2P) m/z (M+H)" 258.1.

Coenuuenne 281: 'H SIMP (CDCls, 400 MI'n): 8 7,61-7,53 (m, 3H), 7,47-7,37 (m, 3H), 6,76 (d, J=9,6 I'n,
1H).

MC (U3P) m/z (M+H)" 273.9.

Coenunenne 279 nmonydanu coriacHo CriocoOy 2, mpuBeJeHHOMY B npumepe 12-B myrem B3ammopeiict-
Bust S-tpudropmerminupuaus-2(1H)-oHa ¢ 5-6poMupuiuHOM.

'H SIMP (CDCls, 400 MT'n): § 9,31 (s, 1H), 8,89 (s, 2H), 7,72 (s, 1H), 7,59 (d, J=9,6 T'u, 1H), 6,78 (d,
J=9,6 T'y, 1H).

MC (U3P) m/z (M+H)" 242.,0.

Coenunenne 282 nonyyanu coriacHo CrocoOy 1, npencrasieHHoMy B npumepe 12-B, myrem B3anmozei-
ctBust S-MetunmupuanH-2(1H)-ona ¢ (3,4,5-tpudropdenin)00poHOBOH KUCIOTOI.

'H SIMP (CDCls, 300 MI'n): & 7,28 (d, J=2,4 T, 1H), 7,10-7,03 (m, 3H), 6,59 (d, J=9,6 I'n, 1H), 2,10 (s,
3H).

MC (U2P) m/z (M+H)" 239.9.

Coenunenne 283 nomyyanu coriacHo CriocoOy 2 myTeM B3aumMozecTBus S-metunnupuauH-2(1H)-ona ¢
1-prop-2-nonbdeH3omoM.

'H SIMP (JIMCO-dg, 300 MI'm): & 7,42-7,31 (m, 2H), 7,30-7,21 (m, 3H), 7,01 (s, 1H), 6,62 (d, J=9,6 T,
1H), 2,09 (s, 3H).

MC (U2P) m/z (M+H)" 204.1.

Coenunenne 285 moydany coriacHo o0ImuM crioco0aM, ONMCaHHBIM B HACTOSIIIEM JTIOKYMEHTE.

'H SIMP (CDCls, 400 MT'n): & 7,50-7,47 (m, 2H), 7,43-7,35 (m, 4H), 7,10 (d, J=2,4 Tu, 1H), 6,64 (d,
J=9,6 T'u, 1H), 2,73-2,65 (m, 1H), 1,20 (d, J=6,8 T'u, 6H).

MC (U3P) m/z (M+H)" 214,2.

Coenunenue 287: K cmecu 5-6pom-1-penmmmupunun-2(1H)-ona (0,25 1, 1 MMONB) ¥ STHHHIATPUMETHIICH-
nmana (5 ma) B JJM®DA (10 mu) u TOA (2 mi) nobasmsmm Cul (0,02 1, 0,1 mmons) u Pd(PPh;),Cl, (0,07 T,
0,1 mmons). IToydeHHYI0 cMech IIPOyBalld a30TOM B T€UYEHHE 5 MMH U IepeMemnBain B atMocdepe N, npu
100°C B Teuenue HOuM. [losydyeHHYIO peakIMOHHYIO cMech 00palaThIBajM C MOIYYCHHEM HPOMEXYTOYHOTO
npoaykta (0,16 r, Berxon: 60%), xotopsriit cmemuBamm ¢ TBAF (0,16 1, 0,6 mmons) B CH,Cl, (5 M) u mepeme-
MIMBAJA IpH K.T. B TedeHne 3 4. OpraHndecKuil cI0il KOHIIEHTPHUPOBAIN U MOTY4YEHHBIH OCTATOK OYHUIIAIH II0-
cpenctBoM KosoHouHOU xpomatorpadum (IT3/DA = 10/1) ¢ momyuennem Coemunrenus 287 (0,08 r, BBIXOM:
68%).
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'H SIMP (CDCls, 400 MI'ny): 8 7.6 (d, J=2,4 T'u, 1H), 7,54-7,35 (m, 6H), 6,63 (d, J=9,6 T, 1H), 3,03 (s,
1H).

MC (U3P) m/z (M+H)" 196,1.

IIpumep 17 5-DOeHUNIMUPUAOHOBBIE aHAIOTU

Coenunennst 288-331 mosydaiu cOTJIACHO METOAHMKAM, aHAJOTHYHBIM OINMHMCAHHBIM B HACTOSIIEM JIOKY-
MmenTte B Crocobax A-C u Criocobax 1-4.

Coenuuenne 288: 'H SIMP (JMCO-dq, 400 MI'm): & 7,91-7,87 (m, 2H), 7,68-7,64 (m, 2H), 7,37 (d,
J=8,8 I'u, 2H), 7,22 (t, J=8,8 I'u, 2H), 7,02 (d, J=8,8 'y, 2H), 6,57 (d, J=9,2 I', 1H), 4,70-4,64 (m, 1H), 1,30 (d,
J=6,0 I';, 6H).

MC (UDP) m/z [M+H]" 324.1.

Coenuuenne 289: 'H AMP (IMCO-dg, 400 MI'm): & 8,05 (d, J=2,4 I'n, 1H), 7,96-7,93 (m, 2H), 7,86-7,84
(m, 2H), 7,79-7,77 (m, 1H), 7,72-7,68 (m, 2H), 7,24 (t, J=8,8 I'y, 2H), 6,62 (d, J=9,6 I't, 1H).

MC (UDP) m/z [M+H]" 333.9.

Coemuuenwe 290: 'H SIMP (JIMCO-dg, 400 MI'n): & 8,02-7,94 (m, 2H), 7,69-7,66 (m, 2H), 7,61-7,53 (m,
2H), 7,46-7,37 (m, 2H), 7,36-7,22 (m, 2H), 6,62 (d, J=9,6 I';, 1H).

MC (U3P) m/z [M+H]" 284.0.

Coemuuenne 291: 'H SIMP (CDCly, 400 MTI'n): & 7,69 (dd, J=2,4, 9,6 T'u, 1H), 7,61-7,58 (m, 1H), 7,48-
7,35 (m, 6H), 7,08 (t, J=8,4 I', 2H), 6,78 (d, J=9,6 'y, 1H).

MC (M2P) m/z [M+H]" 300,1.

Coemunenwe 294: "H SIMP (CDCls, 400 MI'n): & 7,72-7,70 (m, 1H), 7,53 (s, 1H), 7,46-7,39 (m, 6H), 7,37-
7,32 (m, 1H), 7,22-7,17 (m, 2H), 6,74 (d, J=9,6 T'u, 1H).

MC (U3P) m/z (M+H)" 266,0.

Coemuuenwe 295: "H SIMP (CDCly, 400 MI'n): & 7,73-7,70 (m, 1H), 7,57 (s, 1H), 7,46-7,39 (m, 5H), 7,36-
7,32 (m, 1H), 7,02-6,97 (m, 3H), 6,75 (d, J=9,6 T'u, 1H), 3,84 (s, 3H).

MC (U3P) m/z (M+H)" 277.9.

Coenuuenne 296: 'H IMP (CDCls, 400 MI'n): § 7,73-7,70 (m, 1H), 7,52-7,40 (m, 6H), 7,36-7,32 (m, 1H),
7,24-7,14 (m, 3H), 6,75 (d, J=9,6 T'm, 1H).

MC (UDP) m/z (M+H)" 266,1.

Coenuuenne 297: 'H SIMP (CDCls, 400 MI'n): 8 7,76-7,65 (m, 5H), 7,55 (s, 1H), 7,46-7,40 (m, 4H), 7,38-
7,32 (m, 1H), 6,77 (d, J=9,6 I't, 1H).

MC (U2P) m/z (M+H)" 315.2.

Coenuuenne 298: 'H IMP (CDCls, 400 MI'n): § 7,76-7,73 (m, 1H), 7,47-7,40 (m, 5H), 7,35-7,31 (m, 1H),
7,15 (d, J=8,4 I'u, 1H), 6,88-6,82 (m, 2H), 6,77 (d, J=9,2 T'u, 1H), 4,06 (q, J=6,8 I'y, 2H), 2,17 (s, 3H), 1,44 (t,
J=6,8 I';, 3H).

MC (U2P) m/z (M+H)" 305.9.

Coemuuenne 308: 'H IMP (CDCls, 400 MT'n): & 7,69-7,66 (m, 1H), 7,49-7,45 (m, 2H), 7,35 (d, J=8 I',
2H), 7,25-7,15 (m, 3H), 6,97-6,93 (m, 2H), 6,75 (d, J=9,6 'y, 1H), 3,83 (s, 3H).

MC (U3P) m/z (M+H)" 296,0.

Coemuuenwe 309: 'H SIMP (CDCls, 400 MTI'): & 7,68-7,65 (m, 1H), 7,35 (d, J=2,4 ', 1H), 7,43-7,33 (m,
3H), 7,01-6,93 (m, 5H), 6,75 (d, J=9,2 I'y, 1H), 3,83 (s, 6H).

MC (M2P) m/z (M+H)" 308,0.

Coemuuenwe 310: "H SIMP (CDCls, 300 MI'n): & 7,72-7,69 (m, 1H), 7,60-7,57 (m, 1H), 7,43-7,41 (m, 3H),
7,37-7,33 (m, 3H), 6,96-6,93 (m, 2H), 6,77 (d, J=9,6 I';, 1H), 3,83 (s, 3H).

MC (U3P) m/z (M+H)" 311,9.

Coemmuene 314: 'H SIMP (CDCly, 400 MTI'n): & 7,68 (dd, J=2,8, 9,6 T'u, 1H), 7,52-7,49 (m, 3H), 7,41-
7,29 (m, 6H), 6,75 (d, J=9,6 I';, 1H).

MC (U3P) m/z (M+H)" 315,9.

Coenuuenne 315: 'H SIMP (CDCls, 400 MI'n): & 7,68-7,65 (m, 1H), 7,56 (d, J=4,0 I'u, 1H), 7,42-7,28 (m,
6H), 7,04-7,00 (m, 2H), 6,76 (d, J=9,2 I'u, 1H), 3,86 (s, 3H).

MC (U2P) m/z (M+H)" 312.,0.

Coenuuene 316: 'H SIMP (CDCls, 400 MI'w): & 7,67-7,64 (m, 1H), 7,56 (s, 1H), 7,42 (s, 1H), 7,34-7,28
(m, 5H), 7,00-6,97 (m, 2H), 6,76 (d, J=9,2 I'u, 1H), 4,63-4,55 (m, 1H), 1,38 (s, 3H), 1,36 (s, 3H).

MC (U3P) m/z (M+H)" 340,1.

Coenuuenne 317: "H AIMP (IMCO-dg, 400 MI'): & 8,09 (m, 1H), 7,96 (dd, J=2,8, 9,6 I'ni, 1H), 7,75 (s,
1H), 7,62-7,53 (m, 3H), 7,43-7,33 (m, 4H), 6,59 (d, J=9,6 'y, 1H).

MC (U2P) m/z (M+H)" 299.9.

Coenuuenne 318: 'H IMP (CDCls, 400 MI'n): & 7,73-7,66 (m, 5H), 7,54 (s, 1H), 7,43-7,30 (m, 4H), 6,78
(d, J=9,6 T'm, 1H).

MC (U3P) m/z (M+H)" 349,9.

Coemuuenwe 319: "H SIMP (CDCly, 400 MI'n): 8 7,68-7,65 (m, 1H), 7,56 (s, 1H), 7,43-7,39 (m, 2H), 7,34-
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7,28 (m, 3H), 7,01-6,96 (m, 3H), 6,75 (d, J=9,6 T', 1H), 3,84 (s, 3H).

MC (U3P) m/z (M+H)" 311,9.

Coemunenne 320: 'H SIMP (CDCly, 400 MTI'u): & 8,11 (s, 1H), 7,97-7,94 (m, 1H), 7,78 (s, 1H), 7,61-7,32
(m, 7H), 6,60 (d, J=9,6 T'y, 1H).

MC (U2P) m/z (M+H)" 299,9.

Coemunenne 321: 'H SIMP (CDCls, 400 MI'n): 8 7,42 (d, J=4,0 I'n, 1H), 7,43-7,38 (m, 2H), 7,29-7,27 (m,
3H), 7,12 (d, J=8,0 I';, 1H), 6,84-6,80 (m, 2H), 6,75 (d, J=9,6 I'u, 1H), 4,03 (q, J=6,8 I'u, 2H), 2,13 (s, 3H), 1,41
(t, J=6,8 ', 3H).

MC (U2P) m/z (M+H)" 340,1.

Coemunenne 322: 'H IMP (CDCls, 400 MI'): 8 7,73-7,69 (m, 1H), 7,60-7,58 (m, 1H), 7,46-7,29 (m, 8H),
6,79 (d, J=9,6 T', 1H).

MC (U2P) m/z (M+H)" 316,0.

Coemunenne 292: 'H SIMP (CDCls, 400 MI'm): & 8,36-8,31 (m, 2H), 7,86-7,85 (m, 1H), 7,74-7,68 (m, 2H),
7,50 (s, 1H), 7,42-7,38 (m, 2H), 7,15-7,11 (m, 2H), 6,78 (d, J=9,2 T';, 1H).

MC (U3P) m/z [M+H]" 310,8.

Coemunenne 299: 'H SIMP (CDCls, 400 MI'n): & 8,77 (ymmp. s, 2H), 7,73-7,68 (m, 1H), 7,51-7,32 (m,
8H), 6,77-6,72 (m, 1H).

MC (U3P) m/z (M+H)" 249.2.

Coemunenne 302: 'H SIMP (CDCls, 400 MI'): & 7,78-7,75 (m, 1H), 7,62-7,58 (m, 1H), 7,47-7,40 (m, 8H),
7,35-7,32 (m, 1H), 6,79 (d, J=9,6 ', 1H).

MC (U3P) m/z (M+H)" 282.2.

Coemunenne 300: 'H SIMP (CDCls, 400 MTI'w): & 9,27 (s, 1H), 8,95 (s, 2H), 7,80-7,75 (m, 1H), 7,51-7,35
(m, 6H), 6,79 (d, J=9,6 T'y, 1H).

MC (U3P) m/z (M+H)" 250,0.

Coemunenne 301: 'H SIMP (CDCls, 400 MTI'): & 7,76-7,72 (m, 1H), 7,50-7,39 (m, 7H), 7,38-7,27 (m, 3H),
6,78 (d, J=9,6 T', 1H).

MC (U2P) m/z (M+H) " 265,9.

Coemunenne 311: '"H SIMP (CDCls, 400 MTI'n): & 9,26 (s, 1H), 8,94 (s, 2H), 7,72 (dd, J=2.8, 9,6 T'u;, 1H),
7,41 (d,J=2,0 T'u, 1H), 7,35-7,33 (m, 2H), 6,97-6,95 (m, 2H), 6,77 (d, J=9,6 T'u, 1H), 3,84 (s, 3H).

MC (U2P) m/z (M+H)" 279,9.

Coemunenne 323: '"H SIMP (CDCls, 400 MTI'm): 6 8,82 (ymmwmp. s, 2H), 7,72-7,68 (m, 1H), 7,52 (d, J=2,4 T'ny,
1H), 7,47-7,42 (m, 2H), 7,39-7,30 (m, 4H), 6,79 (d, J=9,6 T'u, 1H).

MC (U2P) m/z (M+H)" 283,1.

Coemunenne 312: 'H IMP (CDCls, 400 MI'): & 7,71-7,68 (m, 1H), 7,48-7,39 (m, 3H), 7,37-7,27 (m, 4H),
6,96-6,93 (m, 2H), 6,76 (d, J=9,6 ', 1H), 3,83 (s, 3H).

MC (U2P) m/z (M+H)" 296,0.

Coemunenne 324: 'H SIMP (CDCls, 400 MI'): & 7,70-7,67 (m, 1H), 7,48-7,41 (m, 4H), 7,37-7,28 (m, 5H),
6,79 (d, J=9,6 T', 1H).

MC (M2P) m/z (M+H)" 300,1.

Coemunenne 303: 'H SIMP (IMCO-ds, 400 MT'): & 7,90-7,86 (m, 2H), 7,59-7,51 (m, 6H), 6,97-6,94 (m,
2H), 6,59 (d, J=9,6 ', 1H), 3,76 (s, 3H).

MC (U3P) m/z z (M+H)" 312,0.

Coemunenne 304: 'H SIMP (IMCO-ds, 400 MT'): & 7,95-7,76 (m, 6H), 7,59-7,54 (m, 2H), 6,98-6,95 (m,
2H), 6,60 (d, J=9,6 ', 1H), 3,76 (s, 3H).

MC (U3P) m/z (M+H)" 345.9.

Coemunenne 305: 'H SIMP (IMCO-ds, 400 MT'): & 7,89-7,82 (m, 2H), 7,66-7,54 (m, 4H), 7,43-7,39 (m,
2H), 7,08-7,03 (m, 2H), 6,98-6,96 (m, 2H), 6,56 (d, J=9,2 T'u, 1H), 3,82 (s, 3H), 3,77 (s, 3H).

MC (U3P) m/z (M+H)" 308,0.

Coemunenne 306: 'H IMP (IMCO-ds, 400 MT'): & 7,91-7,87 (m, 2H), 7,59-7,53 (m, 4H), 7,39-7,33 (m,
2H), 6,99-6,96 (m, 2H), 6,59 (d, J=9,2 T'u, 1H), 3,78 (s, 3H).

MC (U2P) m/z (M+H) " 296,1.

Coemunenne 307: "H IMP (IMCO-ds, 400 MT'): & 7,88-7,82 (m, 2H), 7,56-7,54 (m, 2H), 7,39-7,36 (m,
2H), 7,04-6,95 (m, 4H), 6,56 (d, J=9,2 'y, 1H), 4,71-4,66 (m, 1H), 3,78 (s, 3H), 1,31 (d, J=6,0 ', 6H).

MC (U2P) m/z (M+H) " 336,1.

Coemunenne 313: "H SIMP (CDCls, 400 MTI'm): 6 7,69-7,66 (m, 1H), 7,58-7,51 (m, 3H), 7,49-7,42 (m, 4H),
7,36-7,29 (m, 3H), 6,77 (d, J=9,6 I'u, 1H).

MC (U2P) m/z (M+H)" 281,9.

Coemunenne 293: 'H SIMP (IMCO-ds, 400 MT'): & 7,90-7,87 (m, 2H), 7,68-7,64 (m, 2H), 7,26-7,13 (m,
3H), 6,65-6,54 (m, 4H), 5,40 (yump. s, 2H).

MC (U3P) m/z [M+H]" 280,9.
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Coemunenue 325: 'H SIMP (IMCO-dg, 400 MT'n): & 8,13 (d, J=2,8 T, 1H), 8,02-7,99 (m, 1H), 7,86-7,81
(m, 4H), 7,60-7,56 (m, 2H), 7,40-7,35 (m, 4H), 6,64 (d, J=9,6 T'u, 1H).

MC (U3P) m/z (M+H)" 344.9.

Coenunenue 326: 'H SIMP (IMCO-dg, 400 MTI'): & 7,88 (d, J=2,4 T, 1H), 7,75-7,72 (m, 1H), 7,60-7,54
(m, 4H), 7,34-7,29 (m, 1H), 7,25-7,22 (m, 1H), 7,13-7,05 (m, 4H), 6,37 (d, J=9,6 I'u, 1H).

MC (UDP) m/z (M+H)" 345.2.

Coenuuene 327: 'H AMP (IMCO-dg, 400 MI'm): & 8,15 (d, J=2,8 ', 1H), 8,04-8,01 (m, 1H), 7,87-7,82
(m, 4H), 7,64-7,57 (m, 4H), 7,38 (s, 2H), 6,65 (d, J=9,6 ', 1H).

MC (U2P) m/z (M+H)" 360.9.

Coenuuenne 328: 'H AMP (IMCO-dg, 400 MI'): & 8,09 (d, J=2,8 I'n, 1H), 8,00-7,97 (m, 1H), 7,85-7,80
(m, 4H), 7,44-7,41 (m, 2H), 7,37 (s, 2H), 7,08-7,02 (m, 2H), 6,62 (d, J=9,6 ', 1H), 3,82 (s, 3H).

MC (U2P) m/z (M+H)" 356.9.

Coenuuenne 329: 'H SIMP (IMCO-dq, 400 MI'm): & 8,21 (s, 1H), 8,02 (dd, J=2,4, 9,6 ', 1H), 7,96 (s,
1H), 7,87-7,65 (m, 7H), 7,40 (s, 2H), 6,65 (d, J=9,6 I';, 1H).

MC (UDP) m/z (M+H)" 394.9.

Coenuuenne 330: 'H AMP (IMCO-dg, 400 MI'): & 8,08 (d, J=2,8 I'n, 1H), 7,98-7,95 (m, 1H), 7,84-7,76
(m, 4H), 7,39-7,36 (m, 4H), 7,02 (d, J=8,8 I';, 2H), 6,60 (d, J=9,6 ', 1H), 4,70-4,64 (m, 1H), 1,29 (d, J=6,0 I'Ly,
6H).

MC (U3P) m/z (M+H)" 384.8.

Coemunenue 331: "H SIMP (IMCO-dg, 400 MT'n): & 8,11 (d, J=2,4 T, 1H), 8,03-8,00 (m, 1H), 7,87-7,81
(m, 4H), 7,49-7,42 (m, 1H), 7,39 (s, 2H), 7,11-7,04 (m, 3H), 6,63 (d, J=9,6 ', 1H), 3,81 (s, 3H).

MC (M2P) m/z (M+H)" 356.9.

[Mpumep 18. 2(1H)-TroHoBbIe aHATIOTH.

Coenunennst 332-339 u 341-343 nomyyanu cornacHo obduiei meronuke: K pactBopy nmupgeHnI0HOBOTO
anaiora (1 skB.) B Tomyone noGasisiu peareHT JlaBeccona (0,6 9kB.). IlonmydeHHYIO0 peakIMOHHYIO CMECh Ha-
TpeBaiy ¢ 0OpaTHBIM XOJIOAMIBHUKOM B atMocdepe a3oTa B TeueHne HouM. Ilocie oxyiaXIaeHus 1o K.T. TOIy-
YEHHYIO CMECh KOHILICHTPUPOBAIM NP NMOHIKCHHOM JAaBIeHHH. [10IydeHHBI OCTATOK OYHUIAIN MOCPEACTBOM
(dbmm-xpomarorpaduu Ha cuimKarese (MpU TIOUPOBAHUH TTOCPEACTBOM meTpoiieiinoro a¢upa/EtOAc) ¢ momy-
YEeHHEM KOHEUHBIX THOHOBBIX aHAJIOTOB.

Coemunenne 332: 'H SIMP (AMCO-dg, 400 MI'n): 6 7,83 (s, 1H), 7,47-7,44 (m, 1H), 7,32-7,25 (m, 3H),
7,08-7,04 (m, 2H), 3,82 (s, 3H), 2,13 (s, 3H).

MC (U2P) m/z (M+H)" 231.9.

Coemunenne 333: 'H SIMP (CDCls, 300 MTI'n): & 7,67 (d, J=8,7 I'u, 1H), 7,41-7,38 (m, 5H), 7,15 (d,
J=9,0 T'u, 1H), 2,17 (s, 3H).

MC (UDP) m/z (M+H)" 285.9.

Coemunenne 334: 'H SIMP (CDCls, 300 MI'n): & 7,67 (d, J=9,0 T, 1H), 7,41 (s, 1H), 7,25-7,20 (m, 2H),
7,09 (d, J=9,0 I', 1H), 6,96 (d, J=9,0 I'u, 2H), 4,60-4,52 (m, 1H), 2,15 (s, 3H), 1,35 (d, J=6,0 I'u, 6H).

MC (UDP) m/z (M+H)" 259.9.

Coemunenue 335: 'H SIMP (CDCls, 300 MI'n): & 7,68 (d, 1=9,0 T, 1H), 7,51-7,47 (m, 2H), 7,37 (s, 1H),
7,30 (d, J=1,8 I'n, 1H), 7,28 (s, 1H), 7,12 (dd, J=2,1, 9,0 T'u, 1H), 2,18 (s, 3H).

MC (UDP) m/z (M+H)" 236,2.

Coemunenue 336: 'H SIMP (CDCls, 300 MI'n): & 7,67 (d, 1=9,0 T, 1H), 7,39 (s, 1H), 7,37-7,10 (m, 5H),
2,17 (s, 3H).

MC (UDP) m/z (M+H)" 219,9.

Coenuuenne 337: 'H SIMP (CDCls, 400 MI'n): § 7,75-7,57 (m, 5H), 7,37 (s, 1H), 7,13 (d, J=8,8 ', 1H),
2,17 (s, 3H).

MC (U3P) m/z (M+H)" 270.0.

Coenuuenne 338: 'H SIMP (CDCls, 300 MI'n): § 7,67 (d, J=9,0 I'u, 1H), 7,53-7,48 (m, 1H), 7,39 (s, 1H),
7,21-7,08 (m, 4H), 2,17 (s, 3H).

MC (U2P) m/z (M+H)" 219.9.

Coemunenne 339: 'H SIMP (CDCl;, 300 MT'm): o 7,67 (d, J=9,0 I'u, 1H), 7,42-7,40 (m, 2H), 7,11 (d,
J=8,7Tn, 1H), 7,01 (d, J=8,7 I'y, 1H), 6,90 (d, J=9,0 I', 1H), 6,86-6,84 (m, 1H), 3,82 (s, 3H), 2,17 (s, 3H).

MC (U2P) m/z (M+H)" 231.9.

Coenuuene 341: "H AIMP (IMCO-d,, 400 MTI'n): & 7,84 (s, 1H), 7,69-7,67 (m, 1H), 7,54-7,38 (m, 4H),
7,37 (dd, J=2,0, 9,2 I';, 1H), 2,14 (s, 3H).

MC (UDP) m/z (M+H)" 236,1.

Coenunenue 342: 'H SIMP (JIMCO-dg, 400 MT'n): & 7,73 (s, 1H), 7,44 (d, =88 T, 1H), 7,30 (dd, J=2,0,
8,8 I'y, 1H), 7,04 (d, J=8,4 T'u, 1H), 6,91 (d, J=2,8 'y, 1H), 6,84 (dd, J=2,8, 8,4 T'u, 1H), 4,04 (q, J=6,8 I'y, 2H),
2,11 (s, 3H), 1,94 (s, 3H), 1,33 (t, J=6,8 I'y, 3H).

MC (UDP) m/z (M+H)" 260,1.
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Coenunenne 343: 'H SIMP (AMCO-dg, 400 MTI'm): 6 10,17 (s, 1H), 7,83 (s, 1H), 7,63 (d, J=1,6 T'n, 1H),
7,54 (d, J=8,0 I'u, 1H), 7,45-7,41 (m, 2H), 7,31 (dd, J=2,0, 8,8 'y, 1H), 6,96 (t, J=6,4 T'u, 1H), 2,11 (s, 3H), 2,05
(s, 3H).

MC (U3P) m/z (M+H)" 258.9.

IIpumep 19. 5-T'ereponmkizaMenieHHbIE aHATOTH.

Coenunennst 344-346 moyydanu COTVIACHO METOAMKE, aHaJOTHYHON mpuBeneHHOW Ha cxeme XX VIII,
Cnoco6 1.

Coemunenne 344: 'H SIMP (AMCO-dg, 400 MTI'm): 8 9,11-9,09 (m, 3H), 8,26 (m, 1H), 8,05-8,02 (m, 1H),
7,58-7,55 (m, 2H), 7,39-7,35 (m, 2H), 6,64 (d, J=9,6 ', 1H).

MC (U2P) m/z (M+H) " 267,8.

Coenuuenne 345: 'H SIMP (IMCO-dq, 400 MI')8 9,13 (m, 3H), 8,31 (m, 1H), 8,08-8,05 (m, 1H), 7,61-
7,57 (m, 1H), 7,54-7,50 (m, 1H), 7,42-7,36 (m, 2H), 6,68 (d, J=9,6 ', 1H).

MC (U2P) m/z (M+H)" 267,7.

Coenunenne 346: 'H SIMP (CDCls, 400 MTI'm): 6 9,20 (s, 1H), 8,86 (s, 2H), 7,70-7,67 (m, 1H), 7,54 (d,
J=2,4Tu, 1H), 7,52-7,43 (m, 2H), 7,34-7,29 (m, 2H), 6,86 (d, J=9,6 'y, 1H).

MC (U93P) m/z (M+H)" 289.,9.

Coeaunenrie 347 moayyanau COTJIACHO METOJMKE, aHAJOTUYHOW MeToauke noiyueHus: CoenuneHus: 243:
'H ssMP (CDCl3, 400 MI'): 6 9,34 (d, J=2,4 T'u, 1H), 9,20 (d, J=5,6 ', 1H), 7,79-77,4 (m, 2H), 7,52-7,49 (m,
2H), 7,41-7,39 (m, 2H), 6,85 (d, J=9,6 I'u, 1H).

MC (U3P) m/z (M+H)" 334,9.

Coenunenne 348 MoIyYaayd COTIACHO METOJAMKE, aHAJIOrHYHON npuBeneHHON Ha cxeme XX VIII, Croco6
1, 32 UCKITFOYEHUEM TOTO, YTO NMPOMEKYTOTHOE COSAMHEHNE TIEPBON CTAIUH TOJIYIaU IyTeM B3aUMOJICHCTBUS
nMuaazona ¢ 5-6pom-2-metokcunupuauHoM B JIMCO B npucyrctBun L-iponmna, Cul, K,CO3; 1 MOJeKyIsspHO-
ro cura 4A.

'H SIMP (400 MI', CDCLy): & 7,69 (s, 1H), 7,53-7,47 (m, 4H), 7,39-7,36 (m, 2H), 7,21 (s, 1H), 7,11 (s,
1H), 6,78 (d, J=8,0 I'm, 1H).

MC (U2P) m/z (M+H)" 321,9.

[Ipumep 20. 3-MeTunzamenieHHbIe aHATOTH (cxema XLIV).
B(OH),

S s
Br- Br- \(I
| N NaOMe | N agHBr BN\ XLIV-4 N0

P —_— A — | -

N” ~CI MeOH, o6p. xon. N™ "0  EtOH, obp. xon. N0  Cu(OAc),, Py pyNO'

H XM, MC 4 A, Oz

XLIV-1
XLIV-2 XLIV-3

XLIV-5

K pacrBopy Coenunennss NaOMe (5,29 r, 98 mmons) B MeOH (500 mur) moprwsimu go6asmsiiin Coenune-
Hre XLIV-1 (10 1, 49 mmous). [TosrydeHHYI0 peakKIMOHHYIO CMECh HarpeBajld ¢ OOpaTHBIM XOJOAWILHHKOM B
TeueHue Houu. [1omydeHHBIH pacTBOp OXJIAXKIAIH, MEIJICHHO TaCHIIN BOJIOH, MOJIBEPTaIA 3KCTPAKIIHMH TOCPE-
ctBoM I1D (3x100 mi). OOBeAMHEHHBIH OPTAaHMYECKUN CIIOW TMPOMBIBAIIA COJIEBBIM PACTBOPOM U KOHIIEHTPHUPO-
Bayu ¢ nmoryueHueM Coenunenns XLIV-2 (8,0 r, Berxona: 81%) B BUE TBEpIOTO BEIIECTBA OSIIOTO I[BETA.

Coenunenne XLIV-5 momyvanu corilacHO METOIMKE, aHATOTUYHON MeToauKe coracHo Crioco0y 1 moiy-
yenns Coeannenns XX VIII-5.

'H IMP (CDCls, 300 MI'n): 8 7,51-7,35 (m, 7H), 2,19 (s, 3H).

MC (U3P) m/z [M+H]" 265.8.

Coenunenns 349, 351 u 353 nonyyanu mytem B3aumogeicTBus Coenuaenns XLIV-5 ¢ cooTBeTcTBYIOMIEH
OOPOHOBOI KHUCIIOTHI JIH CIIOXKHBIM 3(UPOM COTIIACHO METOMKE, aHAJIOTUIHOH onrcanHoi B Criocobe A.

Coenuuenue 349: "H IMP (CDCls, 400 MI'n): § 7,68-7,52 (m, 2H), 7,48-7,35 (m, 3H), 7,20-7,16 (m, 1H),
6,96 (s, 1H), 2,17 (s, 3H), 2,08 (s, 3H).

MC (U2P) m/z [M+H]" 200.0.

Coemunenne 351: 'H SIMP (AMCO-dg, 300 MTI'm): 8 7,80 (m, 2H), 7,78-7,62 (m, 2H), 7,52-7,44 (m, SH),
7,23-7,17 (m, 2H), 2,09 (s, 3H).

MC (U2P) m/z [M+H]" 280.1.

Coenuuenne 353: 'H AIMP (IMCO-dg, 300 MTI'): & 7,99 (s, 1H), 7,74-7,68 (m, 3H), 7,49-7,39 (m, 5H),
3,78 (s, 3H), 2,06 (s, 3H).

MC (U3P) m/z [M+H]" 265.9.

Coenunenne 350: K cmecu 5-6pom-3-metuin-1-(4-(tpudropmerokcn)permn)mupununa-2(1H)-ona (300 wr,
0,86 wmmomb, 1 »9kB.) B 12 wMa cmecu Toyos/EtOH/H,O (00./06./06. = 4/1/1) nobGausim
(4-dTopdenmn)6opoHOBOI KHCTOTH (242 M, 1,73 MmOk, 2 3kB.) u K,CO3 (357 mr, 2,59 mmons, 3 3kB.). [Tomy-
YCHHYIO CMECh TPIDKIBI Jera3upoBaiu mocpeactBoM N, u 3atem mobamisut PA(PPhs), (100 mr, 0,08 mMMmoms,
0,1 9kB.). PeaknmoHHEII cOCyl TepMETH3UPOBAIN W HATPEBAIH MO JACHCTBUEM MUKPOBOJIHOBOTO W3IYYCHUS
npu 100°C B Teuenuwe 1 4. Ilocne oxyaaeHHWs A0 K.T. MOIYYCHHYIO CMECh Pa30aBIISIIN MOCPEACTBOM DA
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(100 mur), mpoMBIBaSI BOAOH M COJICBBIM PAacTBOPOM, CyIIWIM Haj 0e3BoaHbIM Na,SO, M KOHIEHTPHPOBAIIH.
[Momydennsiii ocrarok ounmany nocpenactsoM npern. TCX (II3/3A = 3/2) ¢ nomydennem Coenunenust 350
(210 wmr, BeIXOA: 67%) B BUAE TBEPAOTO BEIIECTBA OEIIOTO IBETA.

'H SIMP (CDCls, 400 MT'n): & 7,55 (s, 1H), 7,51-7,47 (m, 2H), 7,41-7,34 (m, 5H), 7,11 (t, J=8,8 I', 2H),
2,27 (s, 3H).

MC (U2P) m/z [M+H]" 364.0.

Coenunenre 352 mosydany B BUJE TBEPAOTO BEIIECTBa OEIOTO I[BETa IMyTEM COTIACHO METOIHKE, aHAJIO-
ruaHON Mertoamke monydenus Coemmnenus 350, ¢ wucmonb3oBanueM |-metmin-4-(4,4,5,5-rerpamerni-1,3,2-
nokcabopoman-2-un)- 1 H-mupazona BMecto (4-pTopdeHrn)00poHOBOM KHCIOTHI.

'H SIMP (CDCls, 400 MI'n)): & 7,58 (s, 1H), 7,48-7,43 (m, 4H), 7,36-7,32 (m, 3H), 3,93 (s, 3H), 2,24 (s,
3H).

MC (U2P) m/z [M+H]" 350,1.

IMpumep 21. [lupheHnnoHOBBIE aHATIOTH C TETEPOLUKINIECKIM SAPOM.

Coenunenne 354 monmydaiyd COTNIACHO aHAJOTHMYHON MeTonuke, onucanHoi B Crocobe 1, myTem B3amMo-
nerictBus m30xuHOMH-3(2H)-0Ha ¢ peHMIIO00POHOBOM KUCITOTO.

'H SIMP (IMCO-d, 400 MI'n): & 8,75 (s, 1H), 7,60-7,50 (m, 6H), 7,35-7,28 (m, 2H), 6,92-6,88 (m, 1H),
6,59 (s, 1H).

MC (U3P) m/z (M+H)" 222.,0.

Coenunennst 355 u 356 moJrydanu COTIIaCHO METOAMKE, aHAIOTHMYHOW omnucaHHoW Ha cxeme XXVII u B
Criocobe A, ¢ ucrionb3oBaaneM S-opommupumuania-2(1H)-ona Bmecto Coenuaenns XX VII-1 u Pd(PPh;), Bme-
cto Pd(dppf)Cl,.

Coemuuenne 355: 'H SIMP (CDCl;, 400 MI'n): & 8,83 (d, J=3,6 T'u, 1H), 7,77 (d, J=3,6 I'u, 1H), 7,61 (s,
1H), 7,56-7,44 (m, 6H), 3,96 (s, 3H).

MC (UDP) m/z [M+H]" 253.0.

Coenuuene 356: 'H SIMP (CDCls, 400 MTI'): & 8,95 (d, J=3,2 I'n, 1H), 7,85 (d, J=3,6 I'n, 1H), 7,57-7,40
(m, 7H), 7,17 (t, J=8,4 'y, 2H).

MC (U2P) m/z [M+H]" 267.0.

Coenunenue 357 moiydaiu COrJIaCHO aHAJIOTHIHOM MeTonuke, onucanHoi Ha cxeme XX VIII u B Crioco6e
A, ¢ ucnonb3oBanueM S5-6pom-2-metokcunupumunuHa BMecto XXVIII-1 u Pd(PPh;), BMecto Pd(dppf)Cl,.

'H SIMP (IMCO-dg, 400 MT'): 8 9,11 (d, J=2,8 ', 1H), 8,58 (d, J=3,6 ', 1H), 7,79-7,74 (m, 4H), 7,58
(d, J=8,4 T'u, 2H), 7,30 (t, J=8,4 T';, 2H).

Coenunenune 358 moiyvanu coriacHO o0mei Metouke, onrcanHoi B Crocobe 1, myTeM B3anmMOACHCTBUS
5-merunmupumunus-2(1H)-oHa ¢ ¢peHnndopoHoBoO KUCIOTOH.

'H SIMP (CDCls, 400 MI'ny): & 8,60 (ymmmp. s, 1H), 7,52-7,40 (m, 6H), 2,16 (s, 3H).

MC (U3P) m/z [M+H]" 187.1.

Coenunenns 359 u 360 momyyanu coriaacHO oOmiel Meroauke, omucanHod B Criocobe 1, myreM B3auMo-
nercTBus 6-MeTmmrpunasua-3(2H)-oHa ¢ cooTBeTCTBYIONIEH OOPOHOBOH KUCIOTOM.

Coemunenne 359: 'H SIMP (CDCls, 300 MI'n): 8 7,58 (d, J=7,8 I'n, 2H), 7,49-7,44 (m, 2H), 7,39-7,34 (m,
1H), 7,11 (d, J=9,6 'y, 1H), 6,68 (d, J=9,3 ', 1H), 2,38 (s, 3H).

MC (UDP) m/z [M+H]" 187.1.

Coemuuenne 360: 'H SIMP (JIMCO-dg, 300 MI'n): § 7,66 (d, J=9,0 I', 2H), 7,47-7,40 (m, 3H), 6,99 (d,
J=9,6 I', 1H), 228 (s, 3H).

MC (UDP) m/z [M+H]" 271,1.

Coenunenne 361 nomydyanu coriacHo oOmieit Meroanke, onucaHHol B Criocobe A, myTeM B3anMOJICHCT-
BUA 6-xiyop-2-hennnnupuaasui-3(2H)-ona ¢ 1-mertun-4-(4,4,5,5-terpamermi-1,3,2-nmruokcaboponan-2-wm)-1H-
MUPA30JIOM.

'H SIMP (IMCO-d, 400 MI'n): & 8,25 (s, 1H), 7,90-7,85 (m, 2H), 7,60-7,59 (m, 2H), 7,51-7,50 (m, 2H),
7,41 (t,J=7,6 T'n, 1H), 7,11 (d, J=10,0 I'u, 1H), 3,86 (s, 3H).

MC (U3P) m/z [M+H]" 252.8.

Coenuuennss 362 wu 363 mnonmyyanu aHaJOTMYHBIM 00pa3oM C  HCHOJNB30BaHWEM 6-xiyop-2-(4-
(TpudropmerokcH)dpenmn)nupuaa3ut-3(2H)-oHa B kKadyecTBe HCXOJHOTO BEIIECTBA.

Coemmuenwe 362: 'H SIMP (CDCls, 400 MTI'): & 7,82-7,71 (m, 5H), 7,35 (d, J=8,0 I';, 2H), 7,18-7,14 (m,
3H).

MC (U2P) m/z (M+H)" 351,0.

Coemunenne 363: "H SIMP (CDCls, 400 MT'n): & 7,84 (s, 1H), 7,78 (s, 1H), 7,75 (d, J=6,8 I'ny, 2H), 7,49 (d,
J=10Tm, 1H), 7,34-7,31 (m, 2H), 7,08 (d, J=9,6 T'm, 1H), 3,96 (s, 3H).

MC (U2P) m/z (M+H)" 337.1.

Coenunenne 364 moydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus Coenuaenns 355, ¢
WCTIONb30BaHueM (4-(TpudTopMeTOKCH )(PEeHHIT)O0POHOBOM KHCIOTHI BMECTO (DeHMIIOOPOHOBOM KHUCIOTHI.

'H SIMP (CDCls, 400 MI'n): & 8,85 (s, 1H), 7,75 (s, 1H), 7,60-7,52 (m, 4H), 7,40-7,35 (m, 2H), 3,97 (s,
3H).
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MC (M2P) m/z (M+H)" 337,2.

Coenunenne 365: K pactBopy 1-denmmupumunua-2(1H)-ona (250 mr, 1,45 mmons) B cyxom TI'®
(20 M) o xarursiM go6asisuia pactBop NaBH, (58 mr, 1,5 mmons) B 20 Mo MeOH mipu 0°C. TTonydennyto pe-
aKIMOHHYIO CMECh TIEPEMEIINBAIIH MIPU K.T. B TedeHue | 4. CMech KOHIEHTpHpOBaH ¢ ynaneuuem JIXM, momy-
YeHHBIA OCTaTOK ouumianu nocpeactBom COX ¢ momydenunem 1-dennn-3,4-muruaponupumuana-2(1H)-ona u
Coenunenns 365 (74,8 mr, Beixox: 30%) B BUIEe TBEpIOTO BEIeCTBA OETIOTO IBETA.

'H SIMP (CDCl;, 400 MI'n): & 7,41-7,33 (m, 4H), 7,23-7,21 (m, 1H), 6,53 (ymmup. s, 1H), 6,14-6,11 (m,
1H), 4,88-4,84 (m, 1H), 4,32-4,31 (m, 2H).

MC (UDP) m/z [M+H]" 174.9.

[Ipumep 22. 4-MeTunzaMeneHHbIC aHATOTH.

Coenunenne 366: K nepememmBaemoii cmecu S5-Opom-4-metwi-1-¢pennnmmupununa-2(1H)-ona (300 wr,
1,15 mmons) u Pd(dppf)Cl, (83 mr, 0,1 mmons) B 10 Mt 6e3BoaHOTO nnokcana nobdasmstin Zn(Me), (1,2 M B
Toiyone, 3,8 mi, 4,56 Mmoinb) B 3ammTHON atMocdepe N,. [TonyueHHyI0 peakIMOHHYIO CMECh HarpeBalu ¢ 00-
paTHBIM XOJIOJWIBHUKOM B TeueHHe Houd. [locne oxiaxaeHus 10 K.T. cMech (pHIBTPOBaN, KOHIECHTPUPOBAJIH.
[Momydennsiii ocrarok paszdasisumu nocpeacrsoM H,O (30 mur), moxsepranu skcrpakuuu mnocpenctsom EtOAc
(3%x50 mur). OObeMHEHHBIH OPraHUYECKUH €O NMPOMBIBAIN COJICBBIM PACTBOPOM, CYIIMJIH HaJ O€3BOJHBIM
Na,SO, 1 KOHIEHTPUPOBAIH 10 BakyyMoM. [loydeHHsIH ocTaTok ounnianu nocpeactsoM mpern. TCX (IID/DA
=3/1) ¢ monmyuennem Coeannenust 366 (60 mr, Berxoxa: 26%) B BUE TBEpAOTO BEIIECTBA OEJIOTO IIBETA.

'H SIMP (CDCls, 400 MI'n): & 7,49-7,45 (m, 2H), 7,41-7,36 (m, 3H), 7,07 (s, 1H), 6,49 (s, 1H), 2,18 (s,
3H), 2,03 (s, 3H).

MC (U2P) m/z [M+H]" 200,1.

Coenunenne 367 moydaan COTIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus: Coenuaenus 366, ¢
WCTIONB30BaHuEM  5-Opom-4-meTui-1-(4-(tpudropmerokcu)permn)mupuaua-2(1H)-ona  BMecTto  5-Opom-4-
MeTwi- 1 -permmmupuaua-2(1H)-ona.

'H SIMP (CDCls, 400 MT'n): & 7,42-7,39 (m, 2H), 7,33-7,30 (m, 2H), 7,03 (s, 1H), 6,48 (s, 1H), 2,17 (s,
3H), 2,03 (s, 3H).

MC (U3P) m/z (M+H)" 284,1.

Coenuuenne 368 momydany COrIaCHO aHAJOTHMYHON MeTonuke, onucanHoi B Crocobe 1, myTem B3amMo-
neiictBus 4-metnn-5-(tpudropmermn)nupuant-2(1H)-ona ¢ (4-(tpudropmerorcn)heHma)00pOHOBOM KUCIOTOM
B BUJI€ TBEPAOIO BELECTBA XKEITOTO LIBETA.

'H SIMP (CDCls, 400 MT'n): & 7,70 (s, 1H), 7,44-7,41 (m, 2H), 7,39-7,36 (m, 2H), 6,61 (s, 1H), 2,38 (s,

3H).
MC (U2P) m/z (M+H)" 337.9.
[Ipumep 23. 5-ITupazonzamenieHHble aHaoTH (cxema XLV).
HN
Br N= jel 7 \
A \ N
n Boc’N}B‘oﬁ N o
N~ =0 XLV-2 |
= N O
Z 1R Pd(PPhs),, KoCO;4 U
™ OM3/H20, 06p. xon. !—R
\
XLV-1 e

K cmecu Coemunenust XLV-1 (1 sks.), XLV-2 (1,3 2xB.) n K,COs (2 3kB.) B JIMD/H,0 (06./06. = 6/1) mo-
6asisn PA(PPh;), (0,1 2ks.). IlonydeHHYI0 peakIMOHHYIO CMECh JETa3sHMpOBAIN IyTEM MPOIYBAaHHS a30TOM H
3aTeM HarpeBaji ¢ OOpaTHBIM XOJIOJWJIBHHKOM B TedeHHe HouM. [locie 3aBeplieHMs] peakiuy MOJTYy4YEeHHYIO
CMECh OXJIaXKIAJIU JI0 K.T., pa30aBIsuT BOAOH 1 moaBeprainy skctpakunu nocpeacrsoM CH,Cly. O0bennHeHHbIH
OPTaHWYECKUIl CIION MPOMBIBAJIM COJICBBIM PAacTBOpOM, cymmuin Hax Na,SO; ¥ KOHIEHTPUPOBAIH NPH TTOHHU-
JKEHHOM JaBiieHHH. [loyydeHHBIH OCTaTOK OYMINANM HOCPEACTBOM (umII-XpoMaTorpadguu Ha CHIIMKaresne
(IT3/3A = 1/1 go BA) ¢ nonyuenuem Coenunenns XLV-3. Coemunenus 369-377 moiydanu coriiacHO oOrmiei
METOAMKE, pACCMOTPEHHOH BHIIIIE.

Coemunenne 369: 'H SIMP (AMCO-d¢, 400 MI'm): & 12,8 (ymmp. s, 1H), 8,09-8,01 (m, 1H), 7,90-7,78 (m,
2H), 7,33 (d, J=8,8 I'n;, 1H), 7,01 (d, J=8,8 I's, 1H), 6,50 (d, J=9,6 I'y, 1H), 4,68-4,62 (m, 1H), 1,28 (d, J=6,0 I'Ly,
6H).

Coemuuenne 370: 'H SIMP (CDCly, 400 MI'u): 8 7,67 (s, 2H), 7,58-7,55 (m, 1H), 7,48 (s, 1H), 7,33 (d,
J=8,8 ', 2H), 7,00 (d, J=8,8 'y, 2H), 6,73 (d, J=9,2 'y, 1H), 3,85 (s, 3H).

Coemunenne 371: 'H SIMP (AMCO-dg, 400 MTI'm): 8 8,10 (yummp. s, 1H), 7,91 (s, 1H), 7,86-7,82 (m, 2H),
7,60-7,57 (m, 2H), 7,60-7,57 (m, 2H), 6,54 (d, J=9,2 T'm, 1H).

Coemunenne 372: 'H SIMP (AMCO-dg, 400 MTI'm): 8 8,11 (ymmwmp. s, 1H), 7,96 (s, 1H), 7,89-7,85 (m, 2H),
7,61-7,57 (m, 1H), 7,46 (d, J=8,0 I'y, 1H), 7,37-7,31 (m, 2H), 6,58 (d, J=8,0 I'zy, 1H).

Coemunenne 373: 'H SIMP (IMCO-dg, 400 MTI'w): & 12,87 (ymmp. s, 1H), 8,10 (yump. s, 1H), 7,99 (s,
1H), 7,90-7,77 (m, 6H), 6,58 (d, J=8,4 I't, 1 H).

Coemunenne 374: 'H SIMP (IMCO-dg, 400 MTI'w): & 12,87 (ymmp. s, 1H), 8,10 (yump. s, 1H), 7,99 (s,
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1H), 7,87 (d, J=8,4 T'u, 2H), 7,63-7,60 (m, 2H), 7,54-7,50 (m, 2H), 6,55 (d, J=9,6 I'ny, 1H).

Coemunenne 375: 'H SIMP (IMCO-ds, 400 MI'): & 12,86 (yump. s, 1H), 8,10 (ymmp. s, 1H), 7,90-7,80
(m, 3H), 7,44-7,39 (m, 1H), 7,03-6,98 (m, 3H), 6,53 (d, J=9,2 I'u, 1H), 3,78 (s, 3H).

Coemunenne 376: "H SIMP (IMCO-dg, 400 MT'): & 12,86 (ymmp. s, 1H), 8,10 (s, 1H), 7,87-7,79 (m, 3H),
7,18 (d, J=8,8 ', 1H), 6,95-6,86 (m, 2H), 6,55 (d, J=7,2 T'u, 1H), 4,07 (q, J=6,8 T', 2H), 2,03 (s, 3H), 1,35 (t,
J=6,8 T'm, 3H).

MC (U2P) m/z (M+H)" 295,9.

Coenuuenne 377: 'H SIMP (JIMCO-d,, 400 MTIn): & 12,86 (yumup. s, 1H), 8,09 (ymmp. s, 1H), 7,91 (d,
J=2,4Tu, 1H), 7,85-7,82 (m, 2H), 7,53-7,49 (m, 2H), 7,37-7,33 (m, 2H), 6,53 (d, J=9,6 T'u, 1H).

CoenuHenne 627 TMOJydaad U3 COOTBETCTBYIOIIETO He-Boc-3amuInerHoro ciokHoro s¢gupa 60poHOBOMH
KHCJIOTBI COTJIACHO 00IIIel MeTOAuKe, onrcaHHoM B Criocobe A.

'H SIMP (CDCls, 400 MI'n): & 7,45-7,39 (m, 3H), 7,37-7,30 (m, 3H), 7,18 (s, 1H), 6,51 (s, 1H), 3,91 (s,
3H), 2,19 (s, 3H).

MC (U2P) m/z (M+H)" 300,1.

Coemunenwe 628: 'H SIMP (JIMCO-dg, 400 MI'): & 8,83 (s, 1H), 7,87 (s, 1H), 7,57 (s, 1H), 7,55 (m, 1H),
7,46 (s, 1H), 7,34-7,31 (m, 2H), 6,93-6,89 (m, 1H), 6,40 (s, 1H), 5,95 (s, 2H), 3,81 (s, 3H), 2,21 (s, 3H).

MC (U3P) m/z (M+H)" 324,1.

HN N
N\ \ R\N’ A
| o R'X, KsCO3, ACN = | SN
o o

N

unu Phl, Cul, K2COs, AM®PA N™ 70
MMWKPOBOJH. u3n. 140°C @

XLV-3a

XLV-4

Coenunenne 385: K pactopy Coenunenuss XLV-3a (0,2 r, 0,8 mmons) B CH3CN (15 ™M) moGasmsin
K,CO; (0,5 1, 3,6 mmonb), 6ersunxiopun (0,37 T, 2,9 mmois). [loaydeHHYI0 cMeCh MPOAYBAIM a30TOM U 3aTeM
HarpeBajy ¢ 00paTHBIM XOJIOAWIBHUKOM B TedeHHe HOuu. CMech OXJIaxJIalii 10 K.T., pa30aBisiId BOAOH, Mo~
Bepranu 3kcTpakiun mocpenctsoM EtOAc (3x20 mur). OObequHEHHBIH OpTraHWYECKUH CJIOW MPOMBIBAIH COJIC-
BBIM pacTBOPOM, CyIIWIN Haja 6e3BoaHbIM Na,SO4 M KOHIEHTPUPOBAIH 1O BakyyMoM. [TodydeHHBINH ocTaToK
OYMIIAIH TOCPEICTBOM KOJIOHOYHOW Xpomatorpaduu Ha cwiukarene (I19:9A = 1:2) ¢ nonyuennem Coenune-
aus 385 (112,8 mr, Berxo: 46%).

'H SIMP (JIMCO-d,, 400 MI'my): & 8,18 (s, 1H), 7,91 (d, J=2,4 T, 1H), 7,85 (s, 1H), 7,80 (d, J=8,8 'y,
1H), 7,53-7,42 (m, 5H), 7,33-7,21 (m, 5H), 6,53 (d, J=9,6 T'n, 1H), 5,28 (s, 2H).

MC (U2P) m/z (M+H)" 328.2.

Coenunenre 388 mosydaan COTIIACHO METOAMKE, aHAIOTHYHOW MeToauke nonydeHus: Coenuaenns 385, ¢
WCIIOJIE30BaHUEM H3OTIPOITMITHOINAA BMECTO OCH3MIXIIOPH/IA.

'H SIMP (CDCls, 400 MT'u): & 7,58-7,50 (m, SH), 7,47-7,40 (m, 4H), 6,72 (d, J=9,6 I'u, 1H), 4,54-4,48 (m,
1H), 1,52 (d, J=6,8 ', 6H).

MC (U2P) m/z (M+H)" 280.0.

Coenunenne 389: K nepememmuBaemoii cmecu Coenmaenns XLV-3a (0,2 r, 0,8 mmoinb), ioabensona (2 T,
9,8 mmoin) 1 K,CO3 (0,89 1, 6,4 Mmonb) B IM®DA (2 M) mobasnsumm Cul (0,12 1, 0,8 mmons). [Tomyaennyro
CMECh TPIK/IBI ITPOTYBaIM a30TOM U 3aTeM Harpesany rpu 140°C mox nelicTBHeM MUKPOBOJIHOBOTO M3JTy4CHHS
B Teyenue 2 4. [lomydeHHylo cmech pasdasism nocpeactBoM H,O, moaseprany SKCTpakIMU HOCPEICTBOM
EtOAc (3x20 mur). O6beMHEHHBIH OPTaHUIECKUH CJIOH TIPOMBIBAIIN BOJIOH M COJICBBIM PACTBOPOM, CYIIIHIN HAJl
6e3BomHBIM Na,SO4 ¥ KOHIEHTPUPOBAIHM TOA BakyyMoM. [1oiydeHHBIH HEOUYHMIIEHHBIH MPOIYKT IOJIBEPTraIn
xpomatorpapun Ha cuiukareine (I19:9A = 1:2) ¢ nonyyennem Coenunenns 389 (50,3 mr, Boixon: 25%).

'H SIMP (CDCls, 400 MT'n): & 8,01 (s, 1H), 7,81 (s, 1H), 7,69 (d, J=8,0 T'i, 2H), 7,63-7,60 (m, 1H), 7,55-
7,42 (m, 8H), 7,33-7,29 (m, 1H), 6,76 (d, J=8,0 ', 1H).

MC (U2P) m/z (M-i-H)+ 314,2.
Boc. HN
Br. N NN BO N'\ \
Tl " o B
N -]
0 XLV-2a . o
Y Pd(PPha)s, KoCOs3
] R [IM3/.0, 06p. xon. Z g
unn ™ !
XLV-1 Pd(dppf)Clz, K,CO3
AM3/H-0, 06p. xor. XLV-5

Coenunenus 378, 379, 381, 387 u 390 nonyyanu coraacHO METOJIMKE, AaHATOTMYHON METOAMKE TOTyYEHUS
Coemgunenus XLV-3, ¢ ucnons3oBanrem Coenunenus XLV-2a sMecto Coenuaenns XLV-2.

Coenunenne 378: 'H SIMP (AIMCO-dg, 400 MI'r): & 12,30 (ymmmp. s, 1H), 7,54-7,51 (m, 1H), 7,44-7,40
(m, 2H), 7,03-7,00 (m, 3H), 6,54 (d, J=9,2, 1H), 3,80 (s, 3H), 2,18 (s, 6H).
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MC (U3P) m/z (M+H)" 295.9.

Coemunrenne 379: 'H SIMP (IMCO-dg, 400 MI'r): & 12,30 (yummp. s, 1H), 7,44-7,36 (m, 3H), 7,21-7,17
(m, 3H), 6,72 (d, J=9,6 I'u, 1H), 2,27 (s, 6H).

Coemunenne 381: 'H SIMP (CDCls, 400 MI'm): 6 7,50-7,43 (m, 1H), 7,40-7,36 (m, 1H), 7,23-7,10 (m, 4H),
6,73 (d, J=9,6 I'u, 1H), 2,27 (s, 6H).

MC (U2P) m/z (M+H)" 283,1.

Coenuuenne 387: 'H SIMP (IMCO-dg, 400 MrIn): 6 7,53 (d, J=9,2 T'u, 1H), 7,32 (s, 1H), 7,53 (d, J=8,4
I'm, 1H), 6,94 (s, 1H), 6,87-6,84 (m, 1H), 6,54 (d, J=9,2 I'u, 1H), 4,05 (q, J=6,8 ', 2H), 2,17 (s, 6H), 2,05 (s,
3H), 1,35 (t, J=6,8 T', 3H).

MC (U2P) m/z (M+H)" 323 4.

Coemunenne 390: '"H SIMP (CDCls, 400 MTI'm): 6 8,79-8,78 (m, 2H), 7,46-7,45 (m, 2H), 7,40-7,38 (m, 1H),
7,18 (s, 1H), 6,74 (d, J=9,6 ', 1H), 2,28 (s, 6H).

MC (U2P) m/z (M+H)" 267,1.

Coenunenrie 380 ToOnydanw COTJIACHO METONWKE, AHANIOTWYHOW MeToamke mosrydeHus CoennHeHUs
XLV-3, ¢ wucnonb3oBanuem Coenunenns XLV-2a Bmecro CoeamHenus XLV-2 u ¢ ucnonb3oBaHHEM
Pd(dppf)Cl, Bmecto Pd(PPhy),.

'H IMP (AIMCO-dg, 400 MT'm): 6 12,25 (s, 1H), 7,60-7,47 (m, 6H), 6,51 (d, J=9,2 T'n, 1H), 2,16 (s, 6H).

MC (U3P) m/z (M+H)" 299.8.

Boc

Br | HN
[ N 0 N N |
\ B \ NS
Ns" "o AN AN
N™ ~O | X I
g - N™ ~0
@R XLV-2a - N 0 HCI-anokcaH
Pd(PPhs),, K,COs MeOH R
XLV OM3/H:0, 06p. xon. R
XLV-4a XLV-5

JlononHutenpHas METOOUKA CHATHUS Boc-3a1uThl.

K pactBopy Coenunennst XLV-4a (1 skB.) 8 MeOH (0,1-0,2 Mmmonb/mi) mobasnsutu pactBop HCI (ra3) B
nmuokcane (4 M, o6beM B 1Ba pasza npebiman oobeM MeOH). [TomydeHHy0 cMech TepeMeuBalIi Py K.T. B
tedeHue 1 4. Ilocie 3aBepIeHNs peakui CMECh KOHIICHTPUPOBAIH MO BaKyyMoM. [lorydeHHbII HeouHnIeH-
HBIA TIPOAYKT OYHIIAIH TocpeacTBoM mper. BOXKX ¢ monyuennem Coenunenus XLV-5. [lonydenne Coennne-
Hut 382-384 u 386 POBOAMIIHM COTIIACHO BHIMIEYKA3aHHON METOMKE CHSITHS 3aIIUTHI.

Coemunenwe 382: 'H SIMP (JIMCO-ds, 400 MI'm): & 12,28 (s, 1H), 7,50 (dd, J=9.6, 2,8 ', 1H), 7,42 (d,
J=2,4 T'n, 1H), 7,33 (dd, J=6,8, 2,0 T'u, 1H), 7,02 (d, J=9,2 I'u, 1H), 5,52 (d, J=9,2 I'n, 1H), 4,70-4,64 (m, 1H),
2,17 (s, 6H),1,30 (s, 6H).

Coemuuenwe 383: 'H SIMP (JIMCO-dg, 400 MI'n): & 12,27 (s, 1H), 7,61 (dd, J=6,8, 2,4 I'n, 1H), 7,54-7,50
(m, 5H), 6,55 (dd, J=8,8, 1,2 I'u, 1H), 2,16 (s, 6H).

Coemmuenwe 384: 'H SIMP (IMCO-dg, 400 MI'n): & 12,27 (s, 1H), 7,88 (s, 1H), 7,82-7,73 (m, 3H), 7,55-
7,52 (m, 2H), 6,56 (dd, J=8,8, 0,8 I'u, 1H), 2,16 (s, 6H).

Coemuuenne 386: 'H IMP (JIMCO-dg, 400 MI'n): & 12,27 (s, 1H), 7,88 (s, 1H), 7,49 (dd, J=9,6, 2,8 I'n,
1H), 7,40-7,34 (m, 3H), 7,04-7,02 (m, 2H), 6,50 (d, J=9,2 ', 1H), 3,79 (s, 3H), 2,15(s, 6H).

Coeaunenrie 391 momyyanu myTeM COTJIACHO METOJIMKE, aHAJIOTUYHON MeToAuKe nosiydenus CoeanHeHus
238 (cxema XXXIX), c ucrionp3oBannem 4-6pom-1,5-mumerni-1H-nupazona Bmecto Coeaunenns XX XIX-2.

'H SIMP (CDCl;, 400 MT'n): & 7,49-7,42 (m, 4H), 7,38-7,33 (m, 2H), 7,26-7,24 (m, 1H), 6,71 (d, ]=9,2 Ty,
1H), 3,83 (s, 3H), 2,32 (s, 3H).

MC (U2P) m/z [M+H]" 349,9.

Coenunennst 420-422 momydanu cornacHo cxeme XLV ¢ ucrons3oBanueM 5-(4,4,5,5-terpamernin-1,3,2-
nmokcaboposan-2-min)oen3o[d]tuazona W 5-(4,4,5,5-rerpamernn-1,3,2-quokcaboponan-2-
nn)oenso[d]okcazona B kadectBe Coemunenmss XLV-2 wu  5-0pom-1-(4-3TOKCcH-2-MeTHUAGEHMIT)-4-
MetwmupuanH-2(1H)-oHa wmm 5-6pom-1-(4-xnopdenmn)-4-metmmmupuana-2( 1 H)-ona B kauectBe CoemnHeHUS
XLV-1.

Coemuuenwe 420: 'H SIMP (CDCls, 400 MTI'): & 8,14 (s, 1H), 7,70 (s, 1H), 7,62-7,59 (m, 1H), 7,32-7,30
(m, 1H), 7,15-7,12 (m, 2H), 6,85-6,79 (m, 2H), 6,61 (s, 1H), 4,03 (q, J=6,8 I'u, 2H), 2,18 (s, 3H), 2,16 (s, 3H),
1,41 (t, J=6,8 T'y, 3H).

MC (U3P) m/z (M+H)" 361,1.

Coemuuenne 421: 'H SIMP (CDCls, 400 MI'n): & 9,07 (s, 1H), 8,05 (s, 1H), 8,00 (d, J=8,0 I', 1H), 7,48-
7,43 (m, 2H), 7,42-7,37 (m, 3H), 7,26 (s, 1H), 6,62 (s, 1H), 2,18 (s, 3H).

MC (U9P) m/z (M+H)" 352.9.

Coemuuenwe 422: 'H SIMP (CDCls, 400 MI'n): & 8,16 (s, 1H), 7,70 (s, 1H), 7,62 (d, J=8,0 I'u, 1H), 7,48-
7,43 (m, 2H), 7,41-7,38 (m, 2H), 7,32-7,28 (m, 2H), 6,60 (s, 1H), 2,14 (s, 3H).

MC (M3P) m/z (M+H)" 337,2.
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ITpumep 24. 5-Denmu, 4-aJIKI/IJI3aMeH16HHLIe aHaJIoru (cxeMa XLVI).

B(OH)Z
2
XLV| 2 H2 Pd/C CICOOEt N32003

Cu(OAc), , Py, PyNO, EtOH ,CII/IOKcaH/Hzo
XLVI-1 MC 4 A, IXM, Oz JJ\
NOz NH; N7 “OEt

XLVI-3 XLVI4 H
CoenuHenue 416

Coenunenne XLVI-3 momyyanu cornacHo o0Iei MeTouKe cuHTe3a, onucanHoi B Criocooe 1.

MC (U2P) m/z (M+H)" 325.1.

Cwmech Coemmuaenns XLVI-3 (2,3 1, 7,08 mmonb) u Pd/C (~0,2 r) B aTanone (30 mi1) mepeMenmBaiy B aT-
Mocepe H, mpu k.1. B Teuenue Houn. [lomydenHyio cMeck GpuibTpoBamy M GMIBTPAT KOHIICHTPUPOBAJIH C TO-
nygernem Coemunaenust XLVI-4 (1,6 r, Bexon: 77%).

MC (U2P) m/z (M+H)" 294.9.

K pacrBopy Coenunenns XLVI-4 (400 mr, 1,36 Mmmonb) B quokcane/H,O (11 mi, 06./06. = 10:1) npu me-
pememuBannu no6apmsin Na,COs (288 mr, 2,72 mmoins) ipu 0°C. [Janee mo KamisM 1o0aBisuTi 3THIXIIophop-
muat (XLVI-5) (443 wr, 4,08 mmonb). [lomydeHHYI0 CMeCh MEepeMEIINBaIH TIPU K.T. B TeueHue 5 4. [lomyuen-
HYIO PEaKkIMOHHYIO CMECh yrmapuBaiu jnocyxa. IlomydeHHsllf ocTaTok paz0aBisuti Bomod (20 mur), moaBepraiu
akctpakiuu nmocpeactBoM EtOAc (3x30 mi). O0beIMHEHHBIH OPraHUIECKHI CJIOH TIPOMBIBAIA COJIEBBIM pac-
TBOPOM, CYIIHIH Haj 0e3BoHBIM Na,SO,4 1 KOHIIEHTpUupoBad. [loydeHHOE HEOUHIIICHHOE BEIIECTBO OUHUIIIATH
nocpeactsoM npen. TCX (II9/9A = 1/1) ¢ nonyuyennem Coenunenus 416 (389 mr, Beixox: 78%) B Buze TBep-
JIOTO BEIIecTBa OeJoro 1pera.

'H SIMP (JIMCO-dg, 400 MI'n): & 9,81 (s, 1H), 7,54 (s, 1H), 7,47-7,34 (m, 5H), 7,24-7,20 (m, 2H), 7,05
(d, J=8,0 T'm, 1H), 6,44 (s, 1H), 4,11 (q, J=7,2 T'w, 2H), 2,08 (s, 3H), 1,22 (t, J=7,2 I'u, 3H).

MC (UDP) m/z [M+H]" 366.9.

Coenunenne 417: K pacrBopy Coemunenus XLVI-4 (500 mr, 1,7 mmonb) B Py (2 M) mo6aBiisimu XjiopaH-
TUAPHUI TUMETHIKapOAMHHOBON KUCIOTHI (365 mr, 3,4 MModn). [TomydeHHYIO cMech TIepeMEeNTHBAIA TIPH K.T. B
TedeHne HouH. [lonydeHHyto peakimoHHY0 cMech pactpenesum Mexay DA (100 mi) u H,O (20 mi). Opranu-
YeCKUW CIIOW OTHEIISTH, TpoMbIBas ocpenctBoM BoaH. HCI (2 H) u coneBoro pacTBopa, CyIIHiIn Haj 0e3BOJ-
HbIM Na,SO, 1 xoHIEeHTpUpoBanu. [loxydeHHbIi octaTok ounmany mocpeactsoM npern. TCX (IID/2A = 1/3) ¢
nonyuenueM Coenunenus 417 (160 mr, Bbixoa: 26%).

'H SIMP (JIMCO-d, 400 MT'nr): & 8,46 (s, 1H), 7,57 (s, 1H), 7,53 (d, J=8,4 T'n, 1H), 7,44-7,41 (m, 2H),
7,39 (s, 1H), 7,31 (t, J=8,0 T'u, 1H), 7,22 (t, J=8,8 ', 2H), 7,00-6,98 (m, 1H), 6,44 (s, 1H), 2,91 (s, 6H), 2,09 (s,
3H).

MC (M2P) m/z [M+H]" 365.9.

Coenunenne 419: K pactsopy Coeaunenust XLVI-4 (500 mr, 1,7 mmons) B Py (2 M) mobaBinsuin XjiopaH-
TUAPHUI METHUIKapOaMUHOBOU KHCIOTHI (317 mr, 3,4 MMoup). [TomydeHHYIO cMech TIEpeMEeNTuBaIM TP K.T. B
TedeHne HouH. [lonmydeHHyto peakimoHHY0 cMech pactpenesum Mexay DA (100 mi) u H,O (20 mi). Opranu-
YeCKUU CIIOW OTHEIIsTH, TpoMbIBas mocpenctBoM BoaH. HCI (2 H) 1 coneBoro pacTBopa, CyIIMiIu HajJ 0e3BOJ-
HbIM Na,SO,4 u koHeHTpUpoBaiy. [ToydeHHbIi ocTaTok ounmmany nmocpenctsoM mnper. TCX (IT3/2A = 1/3) ¢
nonysenneM Coeauaenus 419 (209 mr, Berxoa: 35%).

'H SIMP (IMCO-dg, 400 MI'n): & 8,73 (s, 1H), 7,57 (s, 1H), 7,47-7,42 (m, 3H), 7,38-7,30 (m, 2H), 7,27-
7,22 (m, 2H), 6,96 (d, J=7,2 I'n, 1H), 6,46 (s, 1H), 6,11-6,07 (m, 1H), 2,64 (d, J=4,8 I'u, 3H), 2,11 (s, 3H).

MC (U3P) m/z [M+H]" 351,9.

Coenunenrie XLVI-4a nmonyyanu cOriiacHO METOJUKE, aHAJIOTUYHONH MeToauke mnosydeHus CoelnHeHus
XLVI-4, c ncions3oBanueM (4-HuTpodeHusn)00poHoBoi kKuciaoThl BMecto Coequnenns XLVI-2.

MC (U9P) m/z (M+H)" 294.9.

Coenunenne 418: K pactBopy Coemunenuss XLVI-4a (500 mr, 1,7 mmone) B IXM (15 M) noGasisiiu
TMSNCO (978 wmr, 8,5 mmois). [loxydeHHyI0 cMech epeMelBaIy NP K.T. B TeU€HHE HOUU. AHAIN3 OCpea-
ctBoM JKXMC mokaszai, 9To peakius 3aBepmmiach. [loaydeHHy0 cMech (PUIBTPOBaIN W KOHIICHTPHPOBAIIH.
ITony4ennbiit ocratok ounmmany nocpeactBoM mpern. TCX (IID/3A = 1/3) ¢ momydaennem Coenunenust 418
(101 wmr, Bexom: 18%).

'H IMP (IMCO-dg, 400 MT'nr): & 8,70 (s, 1H), 7,48-7,39 (m, 5H), 7,28-7,20 (m, 4H), 6,41 (s, 1H), 5,89 (s,
2H), 2,08 (s, 3H).

MC (UDP) m/z [M+H]" 337.9.

Coenunenne 560 momydanu myteM B3ammoneiictBus Coenunenuss XLVI-4 ¢ uzornumanarostanoM B JIXM
MPH K.T. B TCUCHUE HOYH.

'H SIMP (JIMCO-dg, 400 MTI'ny): & 8,50 (s, 1H), 7,58 (s, 1H), 7,46-7,41 (m, 3H), 7,33-7,24 (m, 4H), 6,95
(d, J=7,2 Ty, 1H), 6,45 (s, 1H), 6,08 (d, J=7,2 I'n, 1H), 3,74 (m, 1H), 2,11 (s, 3H), 1,10 (d, J=6,4 I'y, 6H).
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Coenunennie 561 momyyanu myteMm B3aumopeictBusi Coenunenusi XLVI-4 ¢ 2-n3oumaHaTonponaHoM B
JXM npu K.T. B TeYCHHE HOYH.

'H IMP (JIMCO-dg, 400 MI'u): & 8,62 (s, 1H), 7,56 (s, 1H), 7,44-7,39 (m, 3H), 7,32-7,30 (m, 2H), 7,22 (t,
J=8,8 I'y, 2H), 6,94-6,92 (m, 1H), 6,43 (s, 1H), 6,15 (t, J=5,6 I'n, 1H), 3,11-3,04 (m, 2H), 2,08 (s, 3H), 7,02 (t,
J=7,2Tn, 3H).

Jlpyrue coenquHeHwsI, IpEACTaBICHHBIE B Ta0. 1, Taxke ObUH mosrydeHsl. CrieluainucT B JaHHON o0nacTu
TEXHUKHA CMOXXET BBIIBUTH MOJTU(HUKAIIMK PACKPHITEIX CIIOCOOOB CHHTE3a M pa3paboTaTh albTePHATUBHBIC CIIO-
cOOBI CHHTE3a Ha OCHOBAHWHU HACTOSAIIETO PACKPBITHSI.

Coenuuene 666: 'H IMP (CDCls, 400 MI'n): & 8,20~8,10 (m, 4H), 7,42-7,40 (m, 2H), 7,27 (m, 2H).

MC (U2P) m/z [M+H]" 337.0.

Coemunenne 667: "H SIMP (CDCls, 400 MTI'm): 6 8,04-8,00 (m, 2H), 7,51-7,49 (m, 1H), 7,20-7,15 (m, 2H),
6,90-6,85 (m, 2H), 4,14-4,09 (q, J=7,2 T'u, 2H), 2,30 (s, 3H), 1,48-1,44 (t, J=7,2 'y, 3H).

MC (UDP) m/z [M+H]" 311,0.

Coemuuenwe 668: "H SIMP (CDCls, 400 MI'n): & 8,26 (s, 1H), 7,90 (s, 1H), 6,79 (t, J=8,0 ', 2H), 5,40 (s,
1H), 4,72 (d, J=8,0 I'n, 1H), 4,49-4,38 (m, 2H), 3,94-3,90 (q, J=6,4 T'u, 1H), 3,81-3,66 (m, 4H), 2,75-2,65 (m,
1H), 2,28-2,16 (m, 4H), 2,05-1,97 (m, 2H), 1,52-1,44 (m, 3H), 1,31-1,25 (m, 3H).

MC (U3P) m/z (M+H)" 449,1. DU, %: 95,5%.

[Mpumep 25. 5S-I'anorenankunzamerieHusle ananoru (cxema XLVII).
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CoeauHenne 709

K cmecu Coenmuenus XLVD-1 (8,2 r, 50 mmois, 1 3kxB.) B JIM®DA (60 M) modasmsuin XLVII-2 (13,1 T,
75 mmoms, 1,5 3kB.), K,CO; (11,0 T, 80 mmonb, 1,6 3kxB.) u Nal (1,4 r, 9,3 mmous, 0,18 3kB.). [lomyueHnyro
CMECh HarpeBaJii C OOpaTHBIM XOJIOJMIIBHUKOM B TeueHue 4 4 B atMocdepe N,. Jlanee momydeHHyI0 cMech 0X-
JaXIaJu 10 K.T., pa30oasisuti nocpencrsoM H,O u moasepranm skctpakuny nocpenctsoM JA. OO0beIMHEHHYIO
OpraHNYecKyIo (a3y MPOMBIBAIH COJIEBBIM PACTBOPOM, Cymiin Haj Na,SO, u puibTpoBanu. DA yrmapuBaju ¢
BBINIAJICHUEM B OCAJOK TBEPAOro BemiecTBa. llosydeHHOE TBEpAOE BEIIECTBO (DMIBTPOBAIM, W OCTATOK Ha
¢unbTpe npomeiBanu [19 ¢ momydennem uncroro Coenunenns XLVII-3 (11,2 r, 70%) B Buae TBepAOTO Belie-
CTBa KOPMYHEBOTO IBeTa. (DUIBTPAaT KOHLUEHTPHPOBAIM M OYMINAIM IOCPEICTBOM KOJIOHOYHOH (himamm-
xpomarorpaduu (II12:23A = 10:1-1:1) ¢ momyuennem Coennnenns XLVII-3'(1,7 r, 10,6%) B Buae Macia skenTo-
TO IIBETA.

[Monyuennyro cmecy Coepnnenust XLVII-3 (9,85 1, 31 Mmoub, 1 9KB.) M BOCCTaHABJIMBAIOIINI MOPOIIOK
xenesa (5,2 T, 93 mmonb, 3 3kB.) B 80 Mt 50% EtOH nHarpeBanu ¢ oOpaTHBIM XOJOJUIBHUKOM, MO KaIruIsM J0-
6asistmn konn. HCI (0,34 mi, 4 MMoJIb), 3aTeM MOJIYYEHHYIO CMECh HarpeBaln ¢ 0OpaTHBIM XOJIOJAUIBHUKOM B
TeueHne 4 4. Jlanee cMech OXJIXXKIANH 10 K.T., QUIBTPOBAIIM, OCTATOK HA (HMIBTPE MPOMBIBAIH HOCPEICTBOM
DA, GuabpTpaT NPOMBIBAIN COJIEBBIM pacTBOpoOM, cymian Haj Na,SO4 1 KoHIeHTpupoBaiu ¢ noaydenueM Co-
equaenns XLVII-4 (8,9 r, Berxoa: 100% HEOUHIIIEHHOTO BEIIECTBA).

[Monyuennyio cmech Coenunaenns XLVII-4 (6,0 r, 20,8 mmounb, 1 3kB.), xmopatanona (20 ma, 300 MMoIIB,
14,4 »xB.) u K,COs5 (5,75 T, 41,6 mmomb, 2 3kB.) B JIM®DA (50 mu) nepememmBanu pu 130°C B Teuenue 28 4.
[NomydeHHyr0 cMech OXJaXKAanu 0 K.T., pa3damsaian nocpenctsoM H,O u moaseprany SKCTpaKmUU MOCPEICT-
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BOM DA, TI0CJIe YeTo MOJy4YeHHbIH (UIbTpaT KOHIEHTPUPOBAIN U TOJyYEHHBIH OCTATOK OUMINANIN C TIOJIyYCHHU-
em Coemguuenust XLVII-5 (2,5 r, 36%) B BUIE TBEPAOTO BELIECTBA JKEITOTO [BETA.

[Monyuennyto cmech Coenunenus XLVII-5 (2,0 r, 6 mmodb, 1 3kB.), SOCI, (0,65 mir, 9 mmons, 1,5 9kB.)
Et;N (1,3 mut, 9 mmons, 1,5 axB.) B IXM (50 Mu1) mepememuBaiy npu K.T. B TedeHre 28 1 B atMmocdepe N,. Jla-
Jee peakiuio racwian nocpencrsoM H,O, moaBeprany 3KCTpakIHUU MOCPEACTBOM DA, MONMydeHHBIH (ribTpar
KOHIICHTPUPOBAIX U TIOJTy4YeHHBIN ocTaToK ounmiany ¢ moinydenneM Coennuerns XLVII-6 (1,5 r, 71%) B Buzme
TBEPJIOTO BEIIECTBA JKEJITOTO IBETA.

[Monyuennyto cmech Coenunenust XLVII-6 (900 mr, 2,6 mmoib, 1 kB.), Coemunenns XLVII-7 (1,2 r,
7,8 Mmoib, 3 okB.) u Nal (30 mr, karanmutnaeckoe konndectBo) B CH;CN (50 mur) HarpeBanu ¢ oOpaTHBIM X0J10-
JUIBHUKOM B TeueHue 16 4 B atmocdepe N,. Jlanee ynansuim pacTBOpUTENb, U MOJYYEHHYIO CMECh OUHILAIH C
noyueranem Coenunaenus 709 (420 mr, 37%) B BUIE KOJUIOWIHOTO BELIECTBA KEJITOTO IBETA.

'H SIMP (CDCls, 400 MT'): 7,61 (s, 1H), 7,51 (dd, J=2,6, 9,7 T'u, 1H), 7,11 (d, J=8,5 'y, 1H), 6,76-6,70
(m, 2H), 6,58 (dd, J=2,6, 8,7 I', 1H), 4,74 (t, J=4,5 I'n, 1H), 3,66-3,60 (m, 2H), 3,16 (q, J=5,3 I'u, 2H), 2,72-
2,44 (m, 12H).

MC (U2P) m/z (M+H+) 445,1.

[Ipumep 26. Uccrenoanue supoTenuna-1 (3T-1).

HccnenoBanne MHTHOMPYIOMIETO NEHCTBUS HA HHIYIIHPYEMYIO TpaHCHOPMUPYEeMBIM (DaKTOPOM pocTa Oera
(TDP-b) BrIpaboTKy dHAOTENHHA-1 .

®ubpobracTel (MepBUIHBIE, U3 JIETKUX U KoKW denoBeka, HFL-1, 3T3 u T.1.) BeiceBan B 96-TyHOUHBIE
TUTAHIIETH B KooudecTBe ~15000 KIETOK/IyHKY W BBIIEPKUBAI B OECCHIBOPOTOYHOM cpefie B TeueHne 0-48 4.
ITociie cMeHBI cpeapl K KileTKaM T00aBIsuIi cOeAMHEHNs, cepritHo pa3BeaeHnbie B JIMCO. ITocie Henmpo0mKm-
TENBHOTO MHKYOMpoBaHus B TeueHne ~30 muH nobasisian ctumyisaropsl (TGFb, ceiBopoTky, muzodocharua-
Hyro kucnory (JI®OK) u 1.1.) ¢ mocnenyronyM MHKyOHUpoBaHueM B TeueHue 16-48 4. [lamee cpemsl cooupamu u
BBIJICP’KUBAJIM 3aMOPOXKEHHBIMHU B TUIAHIIETaX IS TIOCIIeyIonero onpeaeienus sunorenuna-1 (3T-1) nocpen-
CTBOM UMMYHO(epMeHTHOr0 aHanm3a MDA, OnpezaeneHne TOKCHYHOCTH IIPOBOMIIH C HCIOJIB30BaHUEM Habopa
ATPlite kit (Perkin-Elmer). KonmuectBennoe onpenenenne 3T-1 mpoBoauiayn ¢ MCHONb30BaHUEM Habopa s
UDA (R&D Systems). KoanuectBo DT-1, BeIpabOTaHHOTO B aHAIM3UPYEMBIX JIYHKaX, PaCCUMTBHIBAIN MO pe-
3yJabTaTaM U3MEPEHHH ¢ UcTosib3oBanreM crauaapra st MDPA. CrnocobHocTs CoemMHEHUST HHTHOUPOBATH BBI-
pabotky OT-1 aHamm3upoBasii OOBIYHBIM O0pa3oM TIyTEM aNMpOKCHMAIlMU KPHUBBIX J103a-OTBET K
4-mrapaMeTpUIECKOM JIOTHCTUYECKOW QYHKIMK ¢ TomydeHueMm 3HadeHwst EC50. XapakTepucTUKy ITUTOTOKCHY-
Hoctr (CC50) onpenensuin aHATOTHYHBIM 00pPa30M M3 TOTO e dKCIIEPUMEHTA C UCITOJIb30BAHUEM JAaHHBIX, T0-
nydeHHBIX ¢ omomisio ATPlite. Pe3ynbrarhel necnenoBaHus coeTMHEHUI

CoennHEeHHs COTIIACHO HEKOTOPHIM BapHaHTaM peaii3alliy HaCTOSIIETO H300peTeHHS OIYJIal COTIIACHO
croco0aM CHHTE3a, ONMCAHHBIM B HACTOSIIEM JOKYMEHTE, U JUISl HUX IOJIy4ajH pe3yIbTaThl UCCIENOBaHMS T10
omnpeznenenuro ECsy npotus OT-1. [lomaydeHHsie pe3ynbTaThl HCCIICAOBAHUS MTPEACTaBICHBI B Ta0I. 2, B KOTOPOH
A = menee 50 MxM, B = 6ounbie nim paBro 50 MkM u menbire wiu pasHo 200 MxM u C = 6oxee 200 MkM.

Tabiuma 2
Ne coen. ECsy Ne coen. ECs Ne coen. ECs Ne coen. ECs
npoTus MnpoTUB npoTus npoTuB
9T-1 IT-1 IT-1 IT-1
10 C 31 A 51 C 71 C
11 C 32 C 52 C 73 A
12 C 33 A 53 C 74 B
13 C 34 A 54 C 75 B
14 C 35 A 55 C 77 B
15 C 36 A 56 C 78 C
17 C 37 B 57 C 79 A
18 C 38 C 58 A 80 B
19 B 39 A 59 A 81 B
21 C 40 C 60 A 82 C
22 C 42 C 61 A 83 C
23 B 43 A 62 C 84 C
24 C 44 C 63 A 85 C
25 C 45 C 64 B 86 B
26 A 46 A 65 C 87 A
27 C 47 A 66 B 88 B
28 B 49 A 67 C 89 C
29 B 50 C 68 C 90 C
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91 C 143 C 194 A 247 C
92 B 144 C 195 A 248 C
93 A 145 B 196 B 250 B
94 C 146 C 197 B 251 A
95 A 147 C 198 B 252 B
96 C 148 C 199 B 253 C
97 C 149 B 200 B 254 A
98 B 150 B 201 B 255 C
99 A 151 A 202 B 256 C
100 A 152 B 203 A 257 C
101 C 153 A 204 A 258 A
102 C 154 C 205 B 259 B
103 C 156 C 206 B 260 B
104 C 157 A 207 B 261 C
105 C 158 C 208 B 262 B
106 C 159 C 209 A 263 A
107 C 160 B 210 A 264 C
108 C 161 A 211 C 265 C
110 C 162 A 212 B 266 C
111 C 163 A 213 C 267 C
112 C 164 A 214 B 268 C
113 C 165 B 216 B 269 C
114 C 166 A 217 C 270 C
115 C 167 C 218 A 271 C
116 C 168 B 219 B 272 C
118 C 169 B 220 C 273 C
119 A 170 A 221 C 274 C
120 A 171 B 222 C 275 C
121 C 172 C 223 C 276 C
122 C 173 C 224 C 277 C
123 A 174 A 225 C 278 B
124 C 175 B 226 C 279 C
125 C 176 B 227 C 281 C
126 A 177 B 228 B 282 C
127 C 178 B 229 B 283 C
128 A 180 B 230 C 285 C
129 B 181 C 231 B 287 C
130 C 182 C 232 C 288 B
131 C 183 C 233 C 289 B
132 C 184 B 234 C 290 B
133 B 185 B 235 B 291 C
134 A 186 A 236 B 294 B
135 B 187 B 237 B 296 C
136 B 188 A 238 B 298 B
137 C 189 C 240 C 299 C
138 C 190 B 241 C 300 C
139 C 191 B 242 C 302 B
140 B 192 A 243 B 303 B
141 C 193 B 244 C 309 B
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[Ipumep 27. UccnenoBanne mpoiudepaluu KIeToK.

HccnenoBanne WHTHOMPYIOMIETO NEHCTBUS HA MPpOoJareparuio KISTOK (BKIOUYEHHE OpPOMIE30KCHYPHUINHA

(BAY)).

®ubpobractel (MepBUYHBIC, U3 JETKUX W Koxu denoBeka, HFL-1, 3T3 u T.1.) BeiceBanu Ha 96-TyHOUHBIH
TUTAHIIET ¥ BBIACPKUBAIN B O€CCHIBOPOTOUHOM cpejie B TeueHue 24-48 4. Jlanee cpemy 3aMeHsIH Cpeioi, Co-
nepxarieit ctumynsitopsl (JIOK, TDFb, ceiBOpOTKY 1 T.11.), ¥ IPOBOIWINA KYJLTUBUPOBAHUE €IIIe B TeUCHHE 16-
24 4, mocne vero nob6asmsutu BJY. Ilocne KyTsTHBHPOBAHUS €IIE B TCUCHHUE § 9 KJICTKH MPOMBIBAIH (PochaTHO-
coneBbM OydepubM pactBopoM (PCB) u uccnenoBanmu konmvectBo /1Y, BKIIOYEHHOTO B KJICTKH, O TOTIIO-
meHuto mpu 450 HM C HCIONB30BAaHMEM CHUCTEMBl UMMYHO(EPMEHTHOTO aHaiu3a Mpoiudepanud KICTOK
(RPN250, Amersham LIFE SCIENCE). Pa3zHocts Mexay KomuuecTBOM BKIOueHHOTO B/IY B nmyHke ¢ mo0OaB-
JICHHBIM CTUMYJISTOPOM U KOJIMYECTBOM BKJIIOUeHHOTO B/IY B IMyHKE, HE coaepKamel CTUMYISITOPa, OTpakana
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310 B 371 C 422 C 570 C
311 C 372 C 423 C 571 C
312 C 373 C 424 B 573 C
313 B 374 A 425 A 574 A
314 A 375 C 426 C 575 A
315 A 376 A 427 C 577 B
316 A 377 B 429 C 579 C
318 A 378 B 430 A 580 A
319 A 379 C 431 C 581 C
320 A 380 C 432 C 582 A
321 A 381 C 438 C 583 A
322 A 382 B 439 C 584 A
323 C 383 B 440 C 585 C
324 B 384 B 442 C 586 A
327 C 385 B 526 C 587 A
328 C 387 B 527 A 588 C
329 C 388 C 528 A 591 A
330 C 390 C 529 C 593 A
331 C 391 A 530 A 594 A
332 C 392 C 531 A 595 A
333 B 393 C 532 A 596 A
334 C 394 A 533 B 597 C
336 C 395 B 534 A 598 A
338 C 396 C 535 A 599 A
344 C 397 C 536 A 600 A
345 C 398 C 537 A 601 A
346 C 399 C 540 A 602 A
347 B 400 A 541 C 603 A
349 C 401 C 542 A 604 A
350 B 402 A 543 A 605 A
351 A 403 A 544 B 606 A
352 B 404 A 545 C 607 A
353 B 405 A 546 C 608 B
354 B 406 B 547 A 609 A
355 C 407 A 550 A 610 A
356 B 408 C 552 C 611 A
357 C 409 A 553 A 612 A
359 C 410 A 554 C 614 A
360 A 411 B 555 C 615 A
361 C 412 C 556 C 617 A
362 C 413 A 557 A 618 B
363 C 414 A 558 B 619 A
364 C 415 A 559 A 620 A
365 C 416 A 562 A 622 C
366 C 417 A 563 A 623 C
367 C 418 B 565 A 624 A
368 C 419 B 566 C 625 A
369 B 420 B 568 C 626 A
370 C 421 B 569 A 628 A
629 A 670 A 684 B 698 B
631 A 671 A 685 A 699 B
634 A 672 A 686 B 700 B
636 C 673 A 687 A 701 A
647 A 674 B 688 B 702 A
648 A 675 A 689 A 703 A
649 A 676 A 690 A 704 A
650 A 677 B 691 A 705 A
651 A 678 B 692 A 706 A
657 A 679 A 693 B 707 A
665 A 680 C 694 A 708 B
666 A 681 B 695 A 709 B
667 A 682 A 696 B

669 A 683 A 697 B




034171

konmyectBo b/1Y, BKIIIOYEHHE KOTOPOTO YCKOPEHO CTUMYJISITOPOM. Y BennueHune Bkirodenust b1y 6e3 nobasie-
HUs Tectupyembix Coenunenuit Obu10 npuHATO 32 100%, M TakuM 00pa3oM OblTa ompesesieHa KOHIECHTPALHS
Coenunenns npu 50%-m mHrnOupoBanuu yeenmdeHus BkitodueHus BJ/1Y (3mauenme ICsy). Tectupyemsie Co-
equHeHus n1o0aBsum yepes 0-30 MUH mociie J00aBICHHS CTUMYIIATOPA.

Pesynbratsl ucciaenoBaHui AJ1 COSTUHEHUN.

IMomyganu CoenuHEHHUs COTIACHO HEKOTOPBIM BapHaHTaM peali3allii HACTOSILIETO H300pETeHHs coriac-
HO crioco0aM CHHTE3a, OIMCAaHHBIM B HACTOAIIEM JOKYMEHTE, M MPOBOIIIN UX HccienoBanue Ha ICsy B OTHO-
mennn uHrnoupoBanus b/1Y. [TomydenHsie pe3yabTaThl aHAN3a TPEACTABICHBI B TabJ. 3, B KOTOpO A = Me-
Hee 50 MkM, B = Gosnpie wim paBHo 50 MKM u MeHbnie wiu pasHo 200 MxM u C = 6oxee 200 MkM.

Tabauma 3
Coen. # ICsoB Coen. # ICso B Coen. # ICsoB Coen. # ICso B
OTHOLUEHUU OTHOLLIEHUH OTHOLLIEHUH OTHOLUEHUN
BJLY BY BIY BY
13 C 188 A 353 C 562 A
21 C 189 C 360 B 563 A
28 B 192 A 374 B 564 A
29 C 195 A 376 C 565 A
31 B 196 A 383 B 569 A
41 A 198 A 385 A 570 C
43 C 201 A 387 B 574 A
46 A 202 A 391 B 575 A
47 A 203 A 394 A 583 A
49 A 204 A 395 B 584 A
50 A 206 A 399 A 588 A
51 C 207 A 400 A 591 C
52 C 208 B 402 C 594 A
53 C 209 A 403 A 595 B
58 A 210 C 404 A 600 C
59 A 216 A 405 A 601 A
60 A 218 A 406 A 602 A
61 A 219 C 407 A 603 A
63 A 229 A 410 A 604 A
68 C 234 C 411 A 605 A
71 C 237 A 413 A 606 A
73 C 238 A 414 A 607 A
75 B 239 A 415 A 609 A
80 C 243 C 416 A 610 A
86 A 251 A 417 A 615 A
87 A 252 B 418 B 617 B
101 B 254 A 419 B 618 B
119 A 258 A 424 A 619 A
120 A 259 A 425 A 620 A
123 A 260 A 430 A 624 A
126 A 261 A 431 B 625 A
133 B 262 A 432 B 626 A
134 A 263 A 531 A 629 C
153 A 276 C 535 A 631 C
155 A 278 B 538 B 636 C
157 C 282 C 542 A 640 C
160 A 285 C 543 A 647 A
161 A 290 C 544 A 648 A
162 A 300 C 547 A 649 B
175 A 316 A 550 A 650 A
180 A 333 C 551 A 651 A
184 A 350 B 553 A 657 A
185 A 351 B 557 A 658 C
662 C 682 A 686 A
664 A 683 A 687 A
665 B 684 A 688 B
681 A 685 A 689 A

HecmoTps Ha TO 4TO HacTosIIee H300peTeHUE OBLIO MOAPOOHO MPOMLTFOCTPUPOBAHO H MOJAPOOHO B IIpE/I-
IIECTBYIOILEM OINUCAHUM, TaKUe WLUIIOCTpALMsS U OMHUCAHUE JOJDKHBI PacCMaTpPUBATHCS KaK WILTIOCTPATHBHbBIE
WK TIPEJCTABISIONIAE COOOM MPUMEPHEL, a HE KaKk orpaHndyuBaromue. Hacrosmiee n3o0peTeHre He OrpaHIYCHO
PACKPBITEIME BapHaHTaMU ero peanu3anui. CrenuaiucT B JaHHOW 00acTH TEXHUKH MPU Pean3aliuy 3asBICH-
HOTO M300peTeHNS Ha TPaKTUKE, IPY U3YYCHUH ONHCAHUS U MPHUII0KECHHOW (HOPMYIBI H300pETEHUSI MOXKET TO-
HATH U OCYIIECTBUTH BApHAIIMH PACKPBITHIX BAPHAHTOB PEATH3AINN HACTOAIICTO N300pETEHUS.

[TomHOE CconeprkaHMe BCEX CCHUIOK, MPUBEICHHBIX HACTOSIIEM JOKYMEHTE, BKIIOUYEHO B HACTOSIIEE OITH-
CaHMe TIOCPECTBOM B KaUeCTBE CCHUIKH. B Tex ciryyasx, Koraa myOIrKaluy U HaTeHTHl WK 3asBKH Ha MTATCHTHI,
BKITIOYEHHBIE TTOCPEACTBOM CCBUIKH, IIPOTHBOPEYAT PACKPBITHIO, COEPIKAIEMYCSl B HACTOSIIIEM ONFCAHUH, Ha-
CTOsIIEeE OMUCAHUC MPEIHA3HAYCHO, YTOOBI 3aMCHHUTH W/WJIM UMETh MPHUOPUTET HAJ JIFOOBIM M3 TAKUX MPOTUBO-
peYaIINX MaTCPUAIOB.
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Eciu He yka3zaHO WHOE, BCE TEPMHHBI (BKJIIOYAs TEXHUUCCKUE M HAYYHBIC TEPMHUHBI) JOJDKHBI OBITH TPUBE-
JICHBI B UX OOBIYHOM ¥ IPUBBIYHOM CICIHAIHUCTY B JaHHOW OOJACTH TCXHHKH 3HAYCHUM M HE JTOJDKHBI OBITh
OTpaHMYEHBI KOHKPETHBIM WJIM WHAWBHIYaJTbHBIM 3HAUYEHHEM, €CIIM MHOE SBHO HE OINPENENICHO B HACTOSIIEM
nokymenrte. CrnenyeT OTMETHTh, YTO HCIIONB30BaHHE KOHKPETHOW TEPMHHOJIOTHH TPH OMUCAHWU HEKOTOPHIX
MIPU3HAKOB WJIM ACIIEKTOB HACTOSIIETO PACKPBITHS HE CICIyeT pacCMaTpUBaTh Kak MOJpa3yMeBaroIiee, 9To Tep-
MHUHOJIOTHSI, KOTOpasi MIOBTOPHO OTIPE/ieIeHa B HACTOSIIEM OIMHCAHUH, JOJDKHA OBITh OrpaHMYECHA IyTEM BKIIIO-
YeHHS JIFOOBIX OCOOBIX XapaKTEPHCTHK MPHU3HAKOB WM aCMEKTOB HACTOSIIETO PACKPBITHSA, C KOTOPBIMH TaKas
TEPMUHOJIOTHS CBS3aHA.

Ecmu mpencraBieH nuamas3oH, clIeIyeT MOHUMATh, YTO BEPXHHUHA W HIDKHHU TPEACTHI, a TAaKXKe KaxIoe
MPOMEKYTOYHOE 3HAYCHUE MY BEPXHUM M HIDKHHUM IPEICIaMi JUana3oHa 0XBauCHBI BAPUAHTAMU pean3a-
IIUH HACTOSIIIETO H300PETCHUS.

Tepmunb!l 1 ppa3sel, HCIIOTB3yEMbIC B JAHHOM OIUCAHUU, M UX BapUallMd, OCOOCHHO B MpmiiaraeMoil ¢op-
MyJie U300pETEHU, €CIIH MHOE SBHO HE yKa3aHO, CIEIYET MCTOJIKOBEIBATh KaK OTKPHITHIC, T.C. OOpaTHBIC Orpa-
HUYUBAIOMIMM. B KadecTBe MPUMEPOB U3JI0KCHHOTO TEPMHH "BKITIOYAIONIMHA" CIeIyeT MOHUMATh B 3HAYCHUU
"BRITFOYArOMUi 0e3 orpaHmdeHus", "BKIIIOYAIONINH, HO HE OTPaHMYMBAsACh UMH" WM T.I.; TEPMHUH '"CoaepiKa-
A" TIPH UCTIONIb30BaHUU B HACTOSIIIEM TOKYMEHTE SIBJISICTCSI CHHOHMMOM TepMHHAM "BKITIogaronuii", "comep-
Kammii" WM "XapaKTepU3YIOMHUNUCA" W SBSETCS BKJIIOYAIONIAM, WM OTKPBITBIM, U HE WCKIIIOYAET ITOTIOTHH-
TEJbHBIX, HEYKa3aHHBIX AJIEMEHTOB WJIM CTaaWil criocoba; TepMuH "umeronuit" ("'comepkammii’) ciemyer WH-
TEePHPETUPOBaATh Kak "uMerommui ("'comeprkammii’) o MeHbIei Mepe"; TepMHH "BKITIoYaeT" cleayeT HHTepIpe-
THPOBAThH KaK "BKIIIOYAET, HO HE OTPAHMYUBAETCS UMU'"; TEPMHH "TIpuMep" UCTIONB3YeTCs IS 00eCTIeueHUs HIl-
JIFOCTPATHBHBIX MPUMEPOB 00CYKIACMOT0 JIEMEHTa, HO HE MCUCPIBIBAIOIICTO WIH OTPaHMYUBAIOIICTO UX CITH-
CKa; MpuiarateibHble, Takue Kak "u3BeCTHBIN", "HOpManbHBIK", "cTaHIAPTHBIN", U TEPMUHBI, UMEIOIINE TaKOe
JKe 3HAYCHHE, HE JIOJDKHBI OBITH HCTOJKOBAHBI KAK OTPAHMYUBAIOIINE OMUCAHHBIA IIEMCHT 33JJaHHBIM MIEPHUOIOM
BPEMECHU U 3JICMEHTOM, JOCTYIHBIM B 3aJJaHHOE BpeMs, a HA000pOT, JOJKHBI CYUTATHCS OBITH OXBATHIBAIO-
IIMMHU U3BECTHBIC, HOPMAIBHBIC WM CTAHAAPTHBIC TEXHOJIOTHH, KOTOPBIC MOTYT OBITh JOCTYITHBI WJIK W3BECTHEI
B HACTOSIIEE BpEeMs WU B JIt000€ BpeMsl B OyIyIIeM; H HCIIOIh30BAaHUE TAKUX TEPMUHOB, KaK "MPEITOYTHTENb-
HO", "IpeanoYTHTENsHBIN", "KemaTenpbHbINA" WK "KemaeMo", U CIIOB, UMEIOIINX MMO00HOe 3HAUEHHUE, HE CIIeTy-
€T MOHNMATh KaK 03HAYaloIIee, 9YTO HEKOTOPhIe IPU3HAKH SBISIOTCS KPUTHICCKUMHU, CYIECTBEHHBIMH TN Ja)ke
Ba)KHBI JIJIS1 CTPYKTYPHI MIIH (YHKIIMU COTJIACHO HACTOSIIEMY M300pPETeHHUIO, a HA000POT, UX CIIEAYeT IIOHIMAaTh
KaK MPOCTO MpeAHa3HAaYCHHBIE IUIS TOTO, YTOOB! BHIICIUTH abTEPHATHBHBIC WIH JAOMOJHHUTENbHBIC MIPU3HAKH,
KOTOpPBIE MOTYT HMJIM HE MOTYT OBITh MCIIOJIF30BaHBI B KOHKPETHOM BapHaHTE pealU3aIlii HACTOSIIETO H300pe-
TeHus. [1ogoOHEIM 00pa30M, TPYIIY 3JIEMEHTOB, COCIUHCHHBIX COIO30M "H" HE ClelyeT TMOHUMATh KakK Tpe-
OYIONIYIO, YTO KaXIBI U3 STUX AJIEMEHTOB OyIeT MPUCYTCTBOBAThH B JaHHOU IpyIIe, a HA000POT, ATO CIEIyeT
MOHUMATP Kak "W/Win", ecli SBHO HE YKa3aHO WHOE. AHAJIOTWYHBEIM 00pa30M, TPYIITY MPEAMETOB, CBSI3aHHBIX
COr030M "WiH" HE CIIEAYEeT pacCMaTPUBATh KaK TPEOYIOIIYI0 B3aMMHOW HCKITFOUCHHOCTH CPEIU SJIEMEHTOB TaKOU
TPYIIEL, 8 HA000POT, 3TO CIEIYeT MOHNMATh KaK "u/Win'", eClii He yKa3aHO HHOE.

Uro kacaeTcs HCIONB30BaHUS B HACTOSIIEM JOKYMEHTE, IO CYIIECTBY, JIFOOBIX TEPMHHOB BO MHOXKCCTBCH-
HOM W/WJIA €JUHCTBEHHOM YHCJIE, CIICIHAIICT B TaHHOH 00JIaCTH TEXHUKH MOXET MEPEBECTH JTaHHBIC TEPMUHBI
13 MHOXXECTBEHHOT'O YHCIIa B €ANHCTBEHHOE W/MIIM U3 €AWHCTBEHHOTO YHCIIa BO MHOKECTBEHHOE B 3aBICHMOCTH
OT TOTO, YTO TIOAXOTUT B TAaHHOM KOHTEKCTE W/IIIHU Cllydae IPUMEHEHHs. Pa3indHbIe TepecTaHOBKY €AHHCTBEH-
HOE/MHOXXECTBEHHOE YHUCIIO MOTYT OBITh JUIS SICHOCTH YETKO yKa3aHbl B HACTOAIIEM JOKyMeHTe. HeompeneneH-
HBIe (OPMBI EIMHCTBEHHOTO YHCIa HE UCKIIOYAIOT BO3MOXKHOCTH ()OPM MHOKECTBEHHOTO uncia. OquH onepa-
TOp (Processor) Wiy APYroi OJIOK MOXKET BBITOTHATH (DYHKIIUU HECKOJIBKUX 3JIEMEHTOB, YKa3aHHBIX B (hopMyJIe
n300pereHus. TOT GakT, 4TO ONpeAeICHHBIC XapaKTCPUCTUKH TICPEUHCIICHBI BO B3aMHO Pa3IMYHBIX 3aBUCHUMBIX
MyHKTaX (HopMyIbl U300pETeHHS, HE YKa3bIBaeT HA TO, YTO KOMOWHAIIHMS THX XapaKTCPUCTHK HE MOXET OBITh
UCIIOJIb30BaHa IS MOJydeHUs peuMyniecTB. JIroObie cchUTOuHBIE 0003HAYCHUS B (opMylie H300pETCHUS HE
JIOJDKHBI OBITh UCTOJKOBAHBI KaK OTPAHUYHBAIONINE 00hEM U300pETCHHUS.

Jaiee crienuanucty B JaHHON OOJIACTH TEXHUKU OYAET MOHATHO, YTO, €CITU TPEOYETCs ONpeIeICHHOES YUC-
JI0 711 BBEJICHHOTO JIEMEHTA ITyHKTa (OPMYJIBI, TaKO€ HaMEpeHne OyJeT SBHO M3JI0KEHO B JTAaHHOM ITyHKTE, a
IPY OTCYTCTBHHU TaKOTO yKa3aHHs, TAaKOTO HaMepeHHs He mMeercs. Hampmmep, mns oOierdeHus] MOHUMAaHHA,
ciemyromnias npriaraemasi Gopmysa U300peTeHUsT MOXKET COACpPX aTh UCIOJIB30BaHNE BBOJHBIX ()pa3 "o MEHb-
mei Mepe oguH" U "oauH WK OoJee" A BBEINCHUS dJeMeHTa MyHKTa GopMysibl. TeM He MeHee, HCITOJIb30Ba-
HUE Takux (pa3 He JOJDKHO OBITh HCTOJIKOBAHO TAKUM 00pa3oM, YTO BBEJCHUE dJIEMEHTA MMyHKTa (POPMYIIBI TI0-
CPEIICTBOM HEOTIpEeIEHHBIX (OPM OTpaHMUMBAET KaKOH-THOO KOHKPETHBIM MYHKT (HOPMYIBI M300pETEHUS,
COJICpKAIIMI TaKOW BBEJICHHBII JIEMEHT ITyHKTa (DOPMYJIBI, IO BAPHAHTOB PEATU3AIUH, B KOTOPBIX COJCPKHUTCS
TOJIBKO OJIMH TaKOH 3JIEMEHT, JaKe KOT/Ia B TOM K€ ITyHKTE (POpMYITBI BKIIFOUYEHBI BBOJHEIC (hpa3sl "OIWH WM
Oosiee” wim "o MeHbIIEH Mepe onMH" M HEOIpeAeTeHHbIe (OPMBI CIOB B €AMHCTBEHHOM 4HCie (Harpumep,
HEOMpEeICICHHYI0 (OpMYy CIIOB B CIMHCTBCHHOM YHCIE, KaK IPABHIIO, CICAYET MHTCPIPETUPOBATh KaK O3HA-
YaroIyr "o MeHbIIeH Mepe oauH" win "oauH win Oosee"); TO XKe caMoe CHPAaBEIMBO MPU UCIOJE30BAaHUH
OTIpeNICIICHHBIX (POPM TS BBEICHHS 3JIEMEHTOB ITyHKTa (popMyIsl. KpoMe TOro, 1axe eciu sSBHO yKa3aHO OIpe-
JIEIICHHOE YHUCII0 BBEICHHBIX DJIEMEHTOB ITyHKTa (POPMYIbI, CHEHHANINCTY B JAaHHOH OONACTH TEXHHKH Oyaer
MIOHATHO, YTO TaKOe yKazaHWe, KaK MPaBHIIO, CIEAyeT HHTEPIPETHPOBATh KaK O3HAaJYaromee, o MEeHbIIEH Mepe,
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YKa3aHHOE YUCIIO (HAIpUMeEp, IIPOCTOE yKa3aHue "IBYX 3JEMEHTOB", 0e3 APYyruX MOIU(PHUKATOPOB, KaK MPABHUIIO,
03HayaeT MO MCHBIICH Mepe JBa DIICMCHTA U J[Ba WIH Ooliee dneMeHTa). KpoMe Toro, B Tex ciydasx, Kormaa
WCTIONB3YETCS YCIOBYE, aHAJIOTUIHOE YCJIOBUIO "o MeHbIel Mmepe oaud u3 A, B u C u T.1.", B o0miem, Takas
KOHCTPYKIMS TPEIIoJiaraeT, 4To CIEIUAINCTy B JaHHOW O0JacTH TEXHUKH OYIET MOHATHO JaHHOE YCIOBHE
(mampumep, "cuctema, UMeroIIas Mo MeHbIIel Mepe oauH u3 A, B u C" Oyzaer BKiIo4aTh, HO HE OTPAHUYUBATHCS
CHUCTeMaMH, KOTOpble UMeIoT onuH A, onuH B, oqua C, A u B Bmecte, A u C Bmecte, B u C BMecte n/unm A, B
n C BMecTe ¥ T.1.). B Tex ciydasx, KorJa MCIONb3yeTcs YCIOBUE, aHAJIOTHYHOE YCIIOBHIO "TTO MEHBINEH Mepe
omuH m3 A, B wiu C u T.1.", B 0011eM, Takass KOHCTPYKIHS TPEIoaraeT, 9To CIEUaINCTy B JTaHHOW 00JIacTH
TEXHUKU OYIET MOHATHO JAaHHOE yCJOBHE (HampuMmep, "crcTeMa, UMEIOIIasl [0 MEHBIIeH Mepe oauH u3 A, B
wi C" OyZeT BKIII0YaTh, HO HE OTPAHUYHMBATLCS CUCTEMaMHU, KOTOPbIE UMEIOT oauH A, oquH B, oquu C, A u B
BMecTe, A 1 C Bmecte, B u C BMecte w/unu A, B u C BMecTe 1 T.71.). CienpanucTaM B JAHHOW 00JIACTH TEXHUKH
Taxxke OyIeT MOHATHO, YTO MPAKTHICCKH JTI00BIC pa3elsoniee CIoBO W/ i (pa3y, B KOTOPOH MPHUCYTCTBYIOT
JIBa WK OoJiee aNbTePHATHBHBIX TEPMUHA, OyJIb TO B ONMKCAHUH WIH (popMylie U300peTeHUs, CIeyeT TOHUMATh
KaK I0JIpa3yMEBAIOIINE BO3MOXHOCTH BKJIFOUCHUS OIHOTO W3 YKa3aHHBIX TEPMUHOB, JIIOOOTO W3 YKa3aHHBIX
TEPMHUHOB WJI 000uX TepMHUHOB. Hampumep, ¢pasy "A wim B" cnemyer moHUMaTh Kak BKIIIOYAIONTYIO BO3MOXK-
Hoctr "A" v "B" wim "A" u "B".

Bce uncia, BeIpaxaromnue KOJUdecTBa WHTPEAUCHTOB, YCIOBHUS PEAKIUA U T.X., UCIIOIb3yEeMbIe B OIHCA-
HUH, ClieyeT MOHUMAaTh KaKk MOTU(PHUIIMPOBAHHBIC BO BCEX Clydyasx TepMHUHOM "mipuMepHO". COOTBETCTBEHHO,
€CJIM He yKa3aHO WHOE, YHCIIOBBIC MapaMeTphl, N3JI0KEHHBIC B HACTOSIIEM TOKYMEHTE, SIBJISIOTCS TPHOIIKE-
HUSAMU, KOTOPBIE MOTYT BaphbUPOBATHCS B 3aBUCHMOCTH OT YKEJIAeMbIX CBOHCTB, KOTOPBIC OJKHBI OBIThH MOJTyde-
HblL o KkpaifHeit Mepe, ¥ He B KQUECTBE MOTBITKH OTPaHUYUTh IPUMCHEHUE JOKTPHHBI SKBHBAJICHTOB K 00BEMY
KaKHX-TM0O MYyHKTOB (hOpMyJbl U300peTeHHs B JOOOH 3asBKe, MCIPALIMBAIONICH NMPHOPUTET HA OCHOBAHUU
HACTOSIICH 3asBKH, KaXKIBIH YHCIOBOM MapaMeTp CIEAyeT MCTOJNKOBBIBATH B CBETE YMCIA 3HAYaIuX udp u
OOBIYHBIX METOAOB OKPYTIICHUSI.

Kpome Toro, HeCMOTpSI Ha TO, YTO BBIIICH3IIOKEHHOE B IEISAX SCHOCTH U MOHUMAHUS OBLIO OIKCAHO JOC-
TaTOYHO TIOIPOOHO IMyTEM WILTIOCTPAIMA M TMPHUMEPOB, CIEIHATNCTaM B JaHHOW OOJIACTH TEXHHKH OYEBHIHO,
YTO Ha MPAKTHKE MOTYT OBITh pear30BaHbl ONpeaeiieHHbIe U3MEHEHU U MoauduKanuu. Takum oOpa3om, Ha-
CTOsIIIIEe OMMCAaHWUE W TPUMEPHI HE JOJDKHBI OBITh MCTOJIKOBAHBI KaK OTPaHUYHMBAIOIINE OOBEM H300peTEHUS
KOHKPETHBIMH BapHaHTaMH pealu3allid W TpUMEpaMH, OMHCAHHBIMU B HACTOSIIEM TOKYMEHTE, a HaoOOpOT,
JIOJDKHBI OBITh UCTOJKOBAHBI KaK OXBATHIBAIOIINE BCE MOMU(MUKAINMUA U ANbTEPHATHBHI, BXOSAIINE B HCTUHHBIC
00BEM M CYIIHOCTh HACTOSIIETO H300PETEHNSI.

OOPMVIIA U30BPETEHUA

1. CoennHenue, nMelolee CTpykTypy Gopmyst (1)

(1

WK ero (papMareBTUICCKU IpUueMiieMast Cob,

rae R' npencrasmsier co6oii 1-merm-1H-mupason-4-mn wm 1H-mupason-4-u;

R? BBIOpaH M3 TPYIIIbI, COCTOAMIEH u3 rajnoreHa, -CN, -OR’, -SR’, -NR°R” u —C(O)Rg;

R’ npencrasisier co6oii (eHII, HeoGA3aTEIEHO 3aMEIICHHEIH OT OHOTO 0 YeThipex R’;

R’ B KakIOM cCiyuae HE3aBHCHMO BBIODAaH M3 TIDYIIbI, COCTOsmEel 3 Bomopoma, CalKuia,
HeoOs3aTenbHO 3aMemieHHoro 1-3 ramoreHamu, Cjsamkokcn- win  Cpsankokcu-Cisankoken, Cg jpapuiia,
Cs.10apun-C_samxuna u -(CH;),-(3-10-47eHHOTO TeTepOIMKIINIIA), IPY OTOM YKa3aHHBIN TeTEPIIMKIIAI COEPIKUAT
1-3 reTepoaroma, HE3aBUCHMO BBIOPAHHBIX U3 a30Ta, KUCIOPOJa U CEePHl, TIIe YKa3aHHAas Jiro0asi apuiibHas TPYII-
11a HeoGA3aTENbHO 3aMEIEeHa OT OJHOTO 10 4eThipeX R'', i ykasaHHEIH reTepolnK He06s3aTeIbHO 3aMEIICH OT
0aHOrO 710 yeThipex R'’;

R® BeIGpan u3 rpymmsl, cocTosmeil u3 Bogopoaa, C ¢alkuia, Heo6s3aTeIbHO 3aMEIEHHOTO 1-3 rajgoreHa-
v wmn Cpankoken, Ce.papuia, HeoOS3aTENbHO —3aMEIEHHOTO OT OJHOro 10  dethipex R'',
Cs.10apun-C janmkuna, HeoOs3aTeNbHO 3aMEIIEHHOTO0 OT OJHOTO JI0  YeThIpeX R”, (5-10-unmenHOTO
retepoapin)C,_4alKiIa, HeoGsA3aTenbHO 3aMEIIEHHOr0 oT oxHoro 10 dersipex R'!, -C(O)R® u -C(O)OR’, mpu
9TOM YKa3aHHBIH TeTepoapril COMEPKUT 1-3 aToma a3ora;

R’ BBIOpaH U3 rpymmbI, cocTosel 13 Bogopoaa u C)aIKiiIa, HeoOs3aTeIbHO 3aMeIeHHoro 1-3 ramore-
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Hamu Wwin C;_3alIKOKCH; WIH

R® u R’ coBmecTHO ¢ aTtoMOM a30Ta, K KOTOPOMY OHH MPUCOCTUHEHBI, 00pa3yroT 3-10-4ieHHEIH reTepo-
UKW, coaepkammii 1-3 reTepoaToMa, BRIOPAHHBIX M3 a30Ta, KUCIOPOJa U CepPhl, TIPH dTOM yKa3aHHBINA TeTe-
POIMKJI HEOOA3aTENBHO 3aMENIeH OT OJHOTO JIO YETHIPEX R', iz R® u R” coBmectHO MPENICTaBISIOT COO0H
3,4-nurunpounzoxuHonuH-2(1H)-w;

R® B KaxI0M clTydae He3aBHCHMO BBIOPAH M3 IPYIIIIBL, COCTOSIIEH 13 Boxopoa, C ¢alIKHIIa, HeoOsM3aTeb-
HO 3aMenieHHoro 1-3 ramorenamu mwin C;_3;aJKOKCH, NR12R13, C,.sankokcu-OR’, u Cs.10apuiia, HeoOsM3aTEIHHO
3aMEIIEHHOTO OT OJHOTO 10 YeThipex R'';

R’ B KaX/I0M CiTyuae HE3aBMCHMO BBIOPAH M3 TPYIIIBL, COCTOSIIEH U3 THApoKcH, ranorena, -NHC(O)NH,,
C/_¢ankmina, HeoOs3aTebHO 3aMenieHHoro 1-3 ranoreHamu win Csankokcy, C;3aldKOKCH, HEOOsI3aTEIbHO 3a-
MeteHHoro 1-3 ranorenamu uinu Ci_3aakoKcy;

R'% B kaxI0M Cilydae He3aBHCHMO BHIOpaH U3 Bogopoaa i Cj.calkuia, HeoGs3aTenbHO 3aMEIIeHHOro 1-3
ranorenamu win C,;aTKOKCH, WIH He3aBHCHMO 1Ba R'®, MpHCOeIHHEHHBIX K OMHOMY M TOMY Xe aTOMy, COBMe-
CTHO IPE/ICTABIIIOT COO0I OKCO;

R'' B kakzOM ciy4ae TpeJIcTaBisieT co0oii Bogopoa, C ¢alKuil, HeoOsI3aTeIbHO 3aMelleHHbINH 1-3 ranore-
Hamu win C,_3aJIKOKCH, -C(O)Rg, -CN, un C,_ alKOKCH, HEOOsA3aTEIbHO 3aMEIeHHBIH 1-3 rajoreHamMu WiIn
C|_4METOKCH;

R'? 1 R” B kaxI0M cilydae HE3aBHCHMO MPEACTABISIOT co00ii Bomopox min CialKii, HeoOA3aTeIbHO
3aMelleHHbIi 1-3 rasorenamu uian C,_3aJKOKCH;

Z nipeacTaBisieT co00i KUCIOPOT;

N B KQXXJOM cJIydae He3aBHCUMO IpeJcTaBisieT coboii rernoe yucio ot 0 1o 4.

2. Coenmuenye 1o 1.1, B kotopom R' mpezcrapiser co6oii mupa3omu.

3. CoemunHenue 1o 1.1, BEIOpaHHOE W3 TPyMIbl, cocTosmiei u3 Coenunennit 120-162, 402-414, 523-535,
537-540, 542-545, 550, 664 u 696-707:
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WK X (hapMareBTHICCKH TPUEMIIEMBIX COJICH.
4. Cnoco6 nedeHust GUOPO3HOTO COCTOSHUS, BKIIOYAIOIIMNA BBEICHNE HYKIAIOMIEMYCSI B OTOM TMAIlUCHTY
TepaneBTHIecku 3G (HeKTHBHOTO KomdecTBa CoeMHEHNS 110 Tr000MY |3 1. 1-3.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB

Poccus, 109012, MockBa, Manblii Yepkacckuii nep., 2
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