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Hacrosimee m3o0pereHre OTHOCUTCS K KJIacCy TeTEPOLMKIMYECKUX COCIMHEHWH M K UX NPUMEHEHHIO B
Tepanuu. To4yHee, HacTosAIIee M300pETEHHE OTHOCHTCS K (PapMaKoJIOrHYeCKH aKTUBHBIM 3aMEIICHHBIM IPOU3-
BOAHBIM 3,4-muruapo-2H-1,4-6eH30Kca3uH-3-0Ha U €ro aHajoraMm. DTH COSAWHEHHS SIBJISIOTCS MOIYJIATOpaMHU
nepenauu curnana TNFo 1 moaToMy mose3Hs! Ajisl IpUMEHEHHS B KauecTBe (hapMalleBTHYECKUX CPEJICTB, B OCO-
OCHHOCTH U JICUCHH HEOIaroNPHUATHRIX BOCIATUTEIHHBIX U ayTOUMMYHHBIX HapyIICHHH.

TNFo siBasieTcsi MpOTOTHIMYECKUM TIPEJCTaBUTENIEM HaJceMeHcTBa OeskoB (hakTopa HEKpO3a OIyXOJIH
(TNF), xoTopsie o0nanaroT o01meli OCHOBHON (PYHKITHEH, peryIupoOBaHUEM KU3HECITOCOOHOCTH KJIETOK M THOe-
i kiaeTok. OMHON 0COOCHHOCTBIO CTPYKTYpBI, OOINeil I BCeX M3BECTHBIX TNpEACTABUTENCH HaJceMencTBa
TNF, sBnsercs oOpa3oBaHHe TPUMEPHBIX KOMIUIEKCOB, KOTOPBIE CBSA3BIBAIOTCS CO CIICIM(PHYSCKIMH PELeITo-
pamu HazgcemelictBa TNF u aktuBupyror nx. Hanpumep, TNFa cymecTByer B pacTBOpUMOH U TpaHCMeMOpaH-
HOM (hopMax W TepemaeT CHUrHaII dyepe3 aBa perentopa, u3BectHbie kak TNFR1 u TNFR2, B pa3nbie QpyHKITHO-
HaJIbHBIE KOHEYHBIE TOUKH.

B nponaxe yxe UMEIOTCS pa3InYHbIC NMPOAYKTHI, 0OecreyrBaromuye MoyinupoBanue aktuBHoct TNFa.
Bce onm yTBep:kIeHBI K IPIMEHEHHIO /IS JICYCHUS BOCTIAJUTEIBHBIX U ayTONMMYHHBIX HapyIICHUH, TAKIX KaK
peBMaTOMIHBIN apTpuT U Oosie3Hb Kpona. Bee B HacTosiiiee BpeMs yTBEp)KICHHBIE K ITPUMEHEHHIO TPOIYKTHI
SBIISTIOTCSI MAaKPOMOJICKYJISIPHBIMU W IEHCTBYIOT ITyTeM MHTHOMpOBaHMA CBs3biBaHUS TNFo genmoBeka ¢ ero pe-
nenTopoM. TunudaHble MakpoMolieKyisipabie THruOuTOpsl TNFo BKTtouatoT antutena kK TNFa u pacTBopumMblie
6enku cimstans perentopa TNFo. [IpuMeps! mveromuxcs B mpogake antuten K TNFo BKITIOYaloT MOJTHBIE aH-
THUTENa YeJIOBEKa, TaKue Kak agannmymad (rymupa®) u ronmmymad (cuMrnoHn®), XUMepHBIE aHTUTENa, TaKue
Kak uHQmMKcuMab (pemukane®), m mAruiaMpoBaHHbIE (parMeHTHl Fab', Takue kak Imeproausymabnerosn
(nM3us®). TIpruMepoM MMeEIOIerocs B Mpojaxke pacTBopuMoro Oenka ciusuust peuenropa TNFo sBisercs
sTanepent (FHOpen®).

[pencraBurenu HagcemeirictBa TNF, Brmouast cam TNFo, y4acTByIOT B pa3inuHBIX (U3HOJOTHIECKUX H
MATOJIOTHYECKUX (YHKIHAX, KOTOPBHIE MPEAIIONOKUTEIHHO UIPAIOT POJIb B Psifie MATOJOTHYSCKUX COCTOSHHA,
MMEIONNX BaXXHOE 3HAUeHHE B MeauuuHe (cM., Harpumep, M.G. Tansey & D.E. Szymkowski, Drug Discovery
Today, 2009, 14, 1082-1088 u F.S. Carneiro et al., J. Sexual Medicine, 2010, 7, 3823-3834).

[TosTOMy coenuHeHUs, NpeIaraeMble B HACTOSIIEM H300pETEHUH, SBIAIONINECS aKTUBHBIMHA MOIYJISITO-
pamu aktuBHOCTH TNFo denoBeka, MOJIE3HBI JUIS JICUSHUS W/WUIU TPEIYIPEIKACHAS PA3THIHBIX 3a00JIeBaHHN
yenoBeka. OHU BKJIIOYAIOT 2y TOMMMYHHBIE ¥ BOCTIAJIUTEIbHBIC HAPYIICHUSL.

Kpome Toro, coequnenus, npeiaraeMple B HACTOSIIEM H300pETEHHN, MOTYT OBITh TOJIE3HBI JUISl NCTIOJb-
30BaHUS B KayecTBe (hapMaKOJIOTHUECKHX CTAHIAPTOB IPH pa3paboTKe HOBBIX OMOJOTMYECKHX TECTOB U IPHU
TIOMCKE HOBBIX (hapMaKOJIOTHYECKHX CPEICTB. Tak B OJJHOM BapHaHTE OCYILECTBICHHS COCIUHEHMS, IIpeiarae-
MBI€ B HACTOSIIIIEM M300pETEHNH, MOKHO HCIIOJIb30BaTh B KAaUeCTBE PaJHOJIUIaH/IOB IIPH aHAIN3ax, NpeIHa3Ha-
YEeHHBIX U151 OOHApyKEeHUS (apMaKOJIIOTHYECKN aKTHBHBIX COCANHEHUH. B anpTepHaTHBHOM BapnaHTe OCYILECT-
BJICHHSI HEKOTOpPHIC COCIMHEHU, IpeajiaraeMple B HACTOAIIEM H300pETECHHH, MOKHO HCIIONB30BaTh JJIS IPH-
coenuHEHUS K (piryopodopy ¢ moiaydeHneM (IyopeceHTHBIX KOHBIOTaTOB, KOTOPBIE MOXKHO HCIOJIb30BaTh MpHU
aHanMm3ax (HampuMep, B HUCCIIeNOBAaHUE TOJSPHU3AINH (IYOPECHIEHITNHN) s oOHapy)eHUsT (HapMaKOJIOTHIECKH
AKTUBHBIX COCIMHEHUH.

HekoTopbele KOHKpeTHBIE 3aMmelieHHble 1,2,3-Tpra3on-4-uIMETHIOM TPOM3BOAHbBIE 1,3-0eH30KCa3011-
2(3H)-oHa, I OJJHOTO M3 KOTOPBIX (0003HAYECHO, KaK COCAMHEHHE 31) YCTAHOBJICHO, YTO OHO 00NamaeT Ooiee
BBICOKOW MHTHOUPYIOIIEH aKTUBHOCTHIO MO oTHOmeHU0 K TNFo, yeM MHIOMETalnH, ONUCaHbl B ITyOIUKAIlN
S. Haider et al. in Eur. J. Med. Chem., 2013, 70, 579. OmHako B 3TO# MyOJNHKAaMU HE OTIMCAHO COCAUHCHHE, B
KOTOpoM R oTiimuaercst oT Bogopoa, Xjopa Wik MeThIIa.

B WO 2013/186229, WO 2014/009295 u WO 2014/009296 onucaHbl KOHICHCUPOBAaHHbBIE IPON3BOIHEIC
MMHJ1230J1a, KOTOpbIE SBIAIOTCS MOAYJsiTOpamMu akTuBHOCTH TNFo uenoBeka.

B Haxonsmeiics OIHOBPEMEHHO Ha pPAaCCMOTPEHMHM 3asBKe Ha MexayHapoxuslii mnareHtr PCT/EP
2014/076845, onybnukoBanHoi 18 urons 2015 r., kak WO 2015/086506, onmcanbl KOHAEHCHPOBaHHBIE TIPOU3-
BOJIHBIE IMHA30JIa W IHpa30Jia, KOTOPBIE SBISAIOTCS MoayisiTopamu akTuBHOCTH TNFo gemoseka.

OpHaKO HM B OJTHOM JIOKYMEHTE IPEIIECTBYIONIETO YPOBHS TEXHHKH, HMEIOLIEMCS B HACTOSIIEE BpeMs,
HE PACKpPBIT U HE MPEUIOKEH UIMEHHO TaKOW CTPYKTYPHBIH KJlacC TeTEpPOLMKIMYECKHX COSINHEHNH, KaK Ipeia-
TaeMbIi B HACTOSIIEM H300pETCHHN.

Hacrosimee n3o0perenne oTHOCUTCS K coenuHeHuio Gopmynsl (I) wim ero gapManeBTHYECKH MpHEMIIS-
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D o60o3nauaer C-R? mwru N;

E o6o3nauaer -CH,- unu -CH(CHs)-;

Q obosrauaer -O- i -C(R*)(R™)-;

X 0603HAYaCT KOBAICHTHYIO CBsi3b; Wik X 0603HauaeT rpyry popmymsr -C(R)(R®)-;

Y o6o3HadaeT MUPA30IWI, H30KCA30JWI, WMHA30JIMI, HUMHAa3o[l,2-ajmupunuani, wMupasoll,2-
a|mMpa3suHNI, TPUAZOIWI, THPUANHII, MHPUIA3UHIUT WIIM TUPUMHUANHIIL, T00as U3 3THX TPYII HeoOsI3aTeIbHO
MOXKET cojiepxaTh 1, 2 Wi 3 3aMeCTHTENs, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIBI, BKIIOYAIONICH GTOp, XIJIOp,
Opom, mMeTm1, (PTOPMETHII, METOKCUTPYIILY, METOKCHMETOKCUMETHI, METOKCHITOKCHUMETHII, METHITHOTPYIIILY,
METHICYTb()OHII, METHICYTHGOOHWI(PESHII, THIPOKCUMETII, IHAHOTPYIIY, OKCETaHIIIOKCHMETHII, METHIIITHAPA-
30JIHJI, METOKCUITHPHIUHII, TUAPOKCHHU3OIPOIHITHPUMHUIAHII, OKCOMHPUIUHII U MOP}OIUHIITITHPUMHETU-
HUJTOKCUMETHIT;

Z o0Oo3HavaeT (eHWI, TUPPONHIMHWI, JUTHIPOOCH30M30THA30MII, mUHepumuHmwi, 1,2,3,4-
TETParuApOXUHOJINHHUII, 1,2,3,4-TeTparuApON30XUHOJIMHUI, 1,2,3,6-TeTparuAponupuIuHIII, 4,5,6,7-
TeTparuapoOCH30TUCHII, 4,5,6,7,8-neHTaruapoTHeHo[ 3,2-clazenunui, WHIOJINIL, nuppono[2,1-
f][1,2,4]TprasuHm, TUpa3oNwI, WHAA30IMWI, THpasono[4,3-blmupuauaun, 4,5,6,7,8-neHTaruaporuasono-[4,5-
clazenunawm, 4,5,6,7,8-neHTaruaApoTHa30N0[S,4-cla3enMHNI, MUPUANHAI, XAHOJWHWI, (TamasuHuI WA TMUPH-
MUIWHII, JII00ast U3 3TUX TPYII HeoOsA3aTeahbHO MOXKET coaepkarh 1, 2 win 3 3aMecTHTeNs, HE3aBUCUMO BBI-
OpaHHBIX U3 TPYIHI, BKIIOYAIOMEH (TOp, METHII, METOKCUTPYIILY, JTUPTOPMETOKCUTPYIIITY, METHIATHOT PYIIILY,
METHIICYTb()UHUI, METHICYIB(OHNI, ITUKIONPOIITHOTPYIITY, IHKIONPOIMICYTH(GUHII, IIUKIOIPOIHICYIIb-
(hoHWMII, TUAPOKCHMETHI, OKCOTPYIIY, aleTHs, JTOKCHUKApOOHWI, TPeT-OyTOKCHKapOOHMI, aMHUHOKapOOHWII,
aMUHOCYJIb()OHMI, METUIICYTH()OKCUMUHIIIL, OCH3WI, MOP(QOIUHIII ¥ MUPA30JIHIT;

R’ 0603Ha9aeT BOIOPOL;

R' 0603uauaer Bogopos, ranoreH, C;-Ce-alKiI WK TPHGTOPMETHI;

R’ 0603Ha4aeT BOIOPO HIIH TPHDTOPMETHIL;

R>® 0603HaYaCT BOAOPO;

R*® 0Go3nauaer Bogopox;

R* 0603HauaeT Bomopo, (TOp HIM METHIL; H

R® 06o3nauaer Boxopox mi ¢rop; wim

R* u R® BmecTe ¢ aToMOM yrieposa, K KOTOPOMY OHH 00a IPHCOEIMHEHBI, 0003HAYAIOT IUKIOMPOIIHI;
170131

R* 1 R® BmecTe ¢ BYMS HAXOISAIIMMHECS MEXKTY HAMH aTOMAaMH YIIIepo/1a 0603HAYAIOT IIHKTOTPOIIIIL.

Hacrosiee m3o0peTeHne Takke OTHOCUTCS K coenHeHHIO Gopmyisl (1), ompeneneHHOI BBIIIE, WK €ro
(hapMaleBTHYCCKH MPUEMIIEMOH COITH, IPEIHA3HAYCHHON /I IPUMCHEHUS B TCPAITHH.

Hacrosee m3o0peTeHre Takke OTHOCUTCS K coenHeHHI0 Gopmyisl (I), ompeneneHHO BBIIIE, WK €ro
(hapMaleBTHYCCKH TIPUEMIICMOH COIH, MpeIHa3HAYCHHOM IS IPUMEHCHUS TS JICUCHUS W/ TIPEIyTpekKae-
HUS HApYIICHUH, IJIs1 KOTOPBIX TMOKa3aHo BBeleHne MoayisaTopa GpyHKmua TNFo.

JpyrumM o0BEKTOM HACTOSIIEr0 U300peTeHus sBiseTcs coequnenue Gopmyisl (1), onpenencHHON BEIIIE,
win ero (hapMareBTHYSCKU MpHEMIIeMasi COJib, MPEIHA3HAYCHHAS T TIPUMCHCHUS JUIS JICUCHUS W/WITH TIPEIy-
TIPEXKICHIS BOCTIAJINTEIHHOTO HIM ayTOMMMYHHOTO HapyIICHHUS.

Hacrosmee n3o0peTeHne Takyke OTHOCHUTCS K CIIOCOOY JICUCHUS W/WIH MPETyTPESKICHNS HAPYIICHUH, s
KOTOPBIX IMOKa3aHO BBeneHHE MoayiaTopa Gyakimu TNFo, KOTOpEI BKIFOYACT BBEACHUE MAIIUCHTY, HYKIA0-
eMycsl B TAKOM JIeUeHnH, coenquHeHus hopmyisl (1), onpeneneHHOH BhIIIe, WK €ro (papMaleBTUISCKH TIPUEM-
JIEMOM ol B 9 (HEKTUBHOM KOJMIECTRBE.

JlpyruM 0OBEKTOM HACTOSIIETO M300PETEHUS SBIIACTCS CITOCOO JICUSHUS W/WIIH MPEAYyNPEeKIeHUS BOCTIa-
JUTEIHHOTO WM ayTOMMMYHHOT'O HAapYIICHHUS, KOTOPHII BKIIOYAET BBEICHUE MAIMEHTY, HYKIAIOMEMYCs B Ta-
KOM JicueHuH, coequaeHus popmynsl (1), onpeneieHHOM BBIIIE, WK ero (apMaleBTHUCCKU IPUEMIICMO COJTH B
3(h(HEeKTHUBHOM KOJHYECTBE.

Ecmu uis mro0o#i rpymnmbl, cozxepikarieiicss B coemHeHux ¢opmyis! (1), mpuBeaeHHO BbIIIE, yKa3aHO,
YTO OHA SABJICTCS HEOOSA3aTENBHO 3aMEIICHHOM, TO 3Ta TPYIIA MOXKET SBIATHCS HE3aMEIIICHHOW WIIH COJIEPKATh
OIIMH WX OOJBINEeE KOJMYECTBO 3aMecTuTeneid. OOBIYHO TaKWE TPYIIIBI SBISIFOTCS HE3aMEIICHHBIMU WM CO-
nepxart 1, 2 unu 3 3aMecTUTels.

Jlst mpuMeHeHWsl B MeIUIIMHE COMM coearmHeHnid GopmMybl (1) TODKHBI OBITH (hapMaleBTHUECKHA TTPUEM-
JeMBIME coyisiMA. OTHAKO [UISA MOJTyYeHHS COeIMHEHNH, TPUMEHUMBIX B HACTOSIIEM H300peTeHUH, WK uX dap-
MAIeBTUIECKH MPUEMIIEMBIX COJICHi MOKHO HCIOJIBb30BaTh Apyrue conn. CTaHOapTHHIC PHHIWIEI, JISKaIIne B
OCHOBE BBIOOpa M TOIYYCHHUS (hapMaleBTHUSCKH NPHUEMIIEMBIX COJICH, ONMHMCAHBI, HaIpuUMep, B IyOIHKAINN
Handbook of Pharmaceutical Salts: Properties, Selection and Use, ed. P.H. Stahl & C.G. Wermuth, Wiley-VCH,
2002.

B 00beM HacTosIero n300peTeHust BXOAAT CONbBAThl coequHeHnit popmyasl (1), npuBenennoi Beime. Ta-
KHE COJIbBATHI MOXKHO TIOJIYYHTh C OOBIYHBIMU OPTaHHYSCKUMHE PACTBOPUTEIISIME HITH C BOJIOH.

B 00meM HacTosIIero M300peTeHUsI TaKKE BXOIAT COBMECTHBIC KpHCTALIBI coeamHeHuin hopmyist (1),
NpUBEJCHHOMN BbIe. TeXHUYeCKU TEPMUH ""COBMECTHBIN KPUCTALI" UCHONB3YIOT I OMHUCAHUs CclTydasi, Korjaa
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HEHTpaJIbHbIE MOJIEKYJISIPHBIE KOMIIOHEHTBI COJEPIKATCS B KPUCTAJUIMYECKOM COCIUHEHHUH MPU OMPEIEICHHOM
CTEXHOMETPUICCKOM COOTHOIICHUH. [loydeHue (hapManeBTHIECKUX COBMECTHBIX KPUCTAJIIOB ITO3BOJIIET MO-
TUGHUIIPOBATh KPHCTAILIMYECKYIO (OPMY aKTHBHOTO (hapMaIleBTUIECKOTO WHTPEIUCHTA, YTO, B CBOIO OUEpEb,
MOXKET U3MEHHTD €T0 (U3NKO-XUMHUIECKUE XapaKTEPUCTHKH 0e3 YXYAIIESHUS ero He0OX0INMOM OHOIOTHIecKOH
akTUBHOCTH (cM. mybnukaruio Pharmaceutical Salts and Co-crystals, ed. J. Wouters & L. Quere, RSC Publish-
ing, 2012).

[Nomxopdmre anTKUIbHBIE TPYIIIEI, KOTOPBIE MOTYT COIEP)KATHCS B COCTUHECHUAX, IPIMEHUMBIX B HACTOS-
meM W300pEeTeHrH, BKIIIOYAIOT O0Namaroniue JTWHEHHOW W pa3BeTBIeHHON Nenbio Ci-Cg-aaKuiabHbIE TPYIIIHI,
Hanpumep C;-C,-aNnKuipHbIe TPyHNbl. THIHYHBIC TPUMEPHI BKIFOYAIOT METHJIBHYIO U 3TWIBHYIO TPYIIIEL U 00-
JaAIoNIKe JTHHEHHON WM Pa3BETBICHHON IEIBI0 MPOMIIBHYI0, OYTHIIFHYIO H MIEHTHIBHYIO Ipymisl. [Ipemmnoy-
TUTEIBHBIC ANKWIBHBIC TPYIIIEI BKIIFOYAIOT METHII, STUII, H-IIPOMIJI, H30MPOIHI, H-OyTHI, BTOP-0yTHi, n300Yy-
THII, TPET-OyTHII, 2,2-TUMETHIIPOIIT U 3-MEeTWIOYTHII. SIBISIOIIMECS MPOU3BOAHBIME BBIPAKCHUS, TAKAC KaK
"Cy-Cg¢-ankokcurpymma", "C;-Ce-ankuntuorpymma", "C;-Ce-ankuncynbponun” u "C;-Cs-ankmmamuHorpymma",
00pa3yIOTCs COOTBETCTBYIOIIUM 00pa3oM.

Bripaxkenune "C,-C -ankuneHoBas 1enb" 03HaYaeT NBYXBAJCHTHYIO JHHEHHYIO WIIM Pa3BETBICHHYIO alIKU-
JICHOBYIO IIeTb, COMAEpXKalryto oT 1 1o 4 aTroMoB yriaepona. THIMHYHBIE MPUMEPHI BKIIOYAIOT METWICH, dTHIICH,
METHIIMETHJICH, STIIMETIIICH U IUMETHIMETHIICH.

Honxomsamme C,-Cg-anKeHUITbHBIEC TPYIIIHI BKIIOYAIOT BUHHI W aJITHIL.

Honmxomsame C,-Cg-alKUHMIBHBIE TPYIIIBI BKIIOYAIOT STHHIUI, IPONAPTHI U Oy THHHUIL.

Tepmun "C;-Co-1uknoankun" Mpyu UCTOIL30BaHUN B HACTOSIIEM M300pETEHUH O3HAYaeT OJHOBAJICHTHBIE
TPYIIIEL, COAepKaIiue oT 3 10 7 aTOMOB yriiepoja, 00pa30BaHHEIC U3 HACBHIIICHHOTO MOHOIMKIMYECKOTO YTIIe-
BOJIOPOJIa, U MOTYT BKIFOYATh MX CKOHICHCHPOBAHHBIC ¢ OCH30JIBHBIM KOJBIIOM aHanoru. [logxoasmue Cs;-Cs-
[UKJIOAKIIBHBIC TPYIIBI BKIIIOYAOT IMKIOMPOIII, UKIOO0YTHI, OCH30IMKIOOYTCHIII, IUKIONCHTIII, HHIA-
HUJI, IAKJIOTCKCIIT ¥ [TUKJIOTCIITHIL.

Tepmun "Cy-Co-muKIToanKeHUT" TIPU UCIIONB30BAHUU B HACTOSIIEM H300pPETCHUM O3HAYACT OJJHOBAJICHT-
HBIE TPYIIIBI, COAepKaImue oT 4 10 7 aTOMOB yTiiepoia, 00pa3oBaHHBIE U3 YACTUIHO HEHACHIIIIEHHOTO MOHOIIHK-
mrgeckoro yraeBogopona. [logxomsmue Cy-Co-IUKII0anKeHIIFHBIE TPYIITEl BKIIOYAIOT IUKIO0YTEHUII, IIHKIIO-
MCHTEHWI, IUKJIOTEKCEHWI U IIKJIOTeNITCHIIL.

Tepmun "apun" npu UCTIONH30BAaHUU B HACTOSIIEM HU300pETEHUM O3HAYAaeT OJHOBAJICHTHBIE KapOOIMKIIH-
YEeCKHE apOMaTHIEeCKHe TPYIIHI, 00pa30BaHHBIC U3 OJHOTO apPOMAaTHYECKOTO KOJIBIA MM HECKOJIBKUX KOHJICH-
CHPOBAHHBIX apOMATHIECKUX Kojel. [loaxonsmue apribHbIe TPYIITEI BKITIOYAIOT GEHWT U HAQTHII, IPEIMOYTH-
TENBHO (peHmII.

Homxomsmue apwi(C;-Cg)alKubHBIC TPYIIIBI BKIOYAIOT OCH3MWI, (CHUIITII, (SHIIIPOI U HADTHI-
METHIL.

Tepmun "C;3-C5-TeTepOIMKIOANKUI" TIPU UCTIOF30BAaHUN B HACTOSIIEM M300PCTCHUN O3HAYAET HACKHIIICH-
Hble MOHOLMKIIMYECKHE KOJblla, COEpKaliue oT 3 10 7 aTOMOB yIJjiepoJa U IO MEHbIIeH Mepe OJUH reTepoa-
TOM, BEIOPAHHBIN U3 TPYIIIEI, BKIFOYAIOIICH KUCIOPOI, CePY U a30T, H MOTYT BKJIFOUATh HX CKOHACHCUPOBAHHEIC
¢ OEH30JIBHBIM KOJBIIOM aHaNorH. [loaxoasmye reTepouKIOaNKUIbHBIC TPYIITEI BKIIOYAl0T OKCETaHIII, a3eTH-
IUHWJ, TeTparuapodypanui, TMruapoOeH30QypaHui, TUruaApoOSH30THEHII, TUPPOITUANHIII, WHAOIWHIII, H30-
WHIOIUHII, OKCA30JIMINHWI, THA3OIHINHII, W30THA3OJIUIWHWI, IUTHAPOOESH30M30THA3O0III, WMHIA30JIUAH-
HUJI, TETParuAPOIUPAHIII, XPOMaHWII, TETParUAPOTHOUPAHIUI, THIEPUIUHI, 1,2,3 4-TeTparnapOoXuHOIHHIIL,
1,2,3,4-TeTparuApON30XHHOIUHWUII, TIATIEPA3UHUIL, 1,2,3,4-TeTparuApoXnHOKCATIMHILI, TeKCaruIpo-
[1,2,5]tnaguazono[2,3-a]nupa3suHiI, TOMOIHIIEPA3HHII, MOPGOIUHII, OCH30KCa3UHWI, THOMOP(OIHHII, a3e-
MAHWJI, OKCAa3CTaHWI, IUa3CaHmI, THAIUA3CTIaHI U a30KAHMIL.

Tepmun "C;-C;-reTepOnUKIOaIKeHI" IPH UCHOIB30BAHUN B HACTOSIIEM H300pETCHUU 03HAYACT MOHO-
HEHACHILIEHHbIE WK MOJMHEHACHIILIEHHbIE MOHOLIMKINYECKUE KOJbIIa, COIep Kallue OT 3 10 7 aTOMOB yriiepoa
Y TI0 MEHBIIICH Mepe OJIMH TeTepOoaToOM, BRIOPAHHBINA U3 TPYIIIEI, BKIFOUYAIOIICH KHCIOPOM, CEPY U a30T, U MOTYT
BKITIOYATh MX CKOHJICHCHPOBAHHBIC C OCH30JIBHBIM KOJIBIIOM aHAJOTH. [10AXOsIINe reTepOIUKIOATKCHUIEHBIC
TPYIIIEl BKTIOYAIOT THA30JMHWI, W30THA3OJIIMHWI, UMHIA30JIUHII, AUTHAPONHMPAHWUI, TUTHAPOTHONHPAHMIT H
1,2,3,6-TeTparuaAponpyIHILL.

TepmuH "reTepoapun" MpY UCIIONIB30BAHUK B HACTOSIIEM M300pETCHHH O3HAYAET OJHOBAJICHTHBIE apoMa-
THUYECKHe TPYIIHI, COAeprKaIlne IT0 MEHbIIeH Mepe 5 aToMOB, 00pa30BaHHBIC U3 OJTHOTO KOJIbIIA MM MHOYKECTBA
KOHJICHCHUPOBAaHHBIX KOJIEIl, B KOTOPBIX OJHMH WM OOJIbIIee KOJTHISCTBO AaTOMOB YIJIEPOAa 3aMEHEHBI OHUM HIIH
0ONBIIIM KOJMYECTBOM I'e€TEPOAaTOMOB, BEIOPAHHBIX M3 TPYIIIBI, BKIIOYAIOIIEH KHUCIOPO, cepy U a3oT. [loaxo-
JIIKE TETepOApUIIbHBIC TPYIIIBI BKIOYAIOT (QypuibHYI0, OcH30(DypHUIbHYIO, THOCH30(YPHUIEHYIO, THCHIIb-
HYI0, OCH30THCHWIBbHYIO, 4,5,6,7-TeTparuapoOeH30TUCHIIIBHYIO, THEHO[2,3-C|mupa3oNmibHy0, THeHO[3,4-
b][1,4]muokcuHmpHYI0, 4,5,6,7,8-MeHTaruapOTHEHO|3,2-C|a3eMMHWIBHYIO, AUOCH30TUCHUIBHYIO, MUPPOIHIIh-
HYI0, WHIOJWIBbHYIO, NHPPOio[2,3-b|IMpHIMHIIBHYIO, NHPPoJo[3,2-c|IMpUANHIIBHYI0, THPpoio[3,4-
b]mupunuannenyto, nuppoino[2,1-f][1,2,4]TpuasuHiiabHyI0, NHPa3OMIIbHYI0, HHAA30MWIbHYIO, 4,5,0,7-
TETParupONHAA30IMIbHYI0, THpa3ono|l,5-ajmupunuHnuibayo, mHpaszono[4,3-b|nupuauHIIBHYI0, THpa30-
110[3,4-d]-MIpUMUAMHIIIEHYO, OKCA30IMIBLHYI0, OCH30KCA30IHIBLHYI0, H30KCA30MIbHYIO, THA3O0IMILHYIO, OCH-
30THa30MMIbHYI0,  4,5,6,7,8-neHrarunporuaszono[4,5-clazemmannpayto,  4,5,6,7,8-meHTaruaporuasono[Ss,4-
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C]azenuHMWIBHYIO, N30THA30JIMIBHYIO, NMHJa30JIMIBHYIO, OEeH3NMHIa30IMIIBHYIO, nmuaasol2,1-
b]rrazommisHyto, nmMuaasoll,2-a]nupuANHUIBHYI0, UMUAA30[4,5-b|IMpUIMHIIBHYIO, YPUHUIBHYIO, MMHU/A-
30[ 1,2-a]mupuMUINHIIBHYI0, UMUa30][ 1,2-a|mpa3suHUIBHY0, OKCaIua30IMIbHYI0, THATUA30IWIbHYI0, TpHa-
30ImIbHYI0, [1,2,4]Tpmazono[l,5-almupuMuINHUIBHY0, OEH30TPHA30IMIBHYIO, TETPA30JWIbHYIO, TTHPHUIH-
HIJIBHYIO0, XWHOJNUHWIBHYIO, M30XHHOJWHWIBHYIO, HAQTHPHINHIWIBHYIO, HMHPHAA3UHIIIBHYIO, TUHHOJIWHWIb-
HyI0, (TaNa3uHWIBHYIO, MTUPUMUANHIUIBHYIO, XHHA30JIWHIUIBHYIO, THPA3UHIUIBHYI0, XHHOKCATHHIIBHYIO, TITe-
PUIMHIIBHYIO, TPHASHHWIBHYIO 1 XPOMEHIIBHYIO TPYIIIIHL.

TepmuH "rayioreH" NMpu UCTIOIL30BaHUU B HACTOSIIIEM M300pETECHUH BKIIOYAET aTOMBI (hTopa, Xjopa, Opo-
Ma u oJza, 00BIYHO (TOpa, XJI0pa MM Opoma.

Ecnu coennnenns gpopmyinst (I) cogepskar oguH M GonblIee KOJIUMIECTBO aCHMMETPUYECKUX IEHTPOB, TO
OHHM MOTYT CyIIECTBOBATh B BHJE COOTBETCTBYIOIIMX YHAHTHOMEPOB. Ecin coenuuenys, npeaHasHadeHHbIE IS
NPUMEHEHHUS] B HACTOSIIEM H300pETeHUH, CO/IEpXKaT JiBa WK OOJblee KOJMIECTBO aCHMMETPUUECKHUX LICHTPA,
TO OHHU TaK)X€ MOTYT CYIIIECTBOBATh B BUJE AHacTepeon3oMepoB. CieqyeT MOHUMATh, YTO HACTOsIIIee H300peTe-
HHE BKJIIOYAET NMPUMEHEHHE BCEX TaKMX SHAHTHOMEPOB M IHACTEPEOH30MEPOB M UX CMecel B JIIOOOM COOTHO-
meHnH, BKIovast pameMatsl. @opmyna (I) u popMyiisl, MprUBEaeHHBIC HIDKE B HACTOSIIEM W300pETEHUH, BKITIO-
YaroT BCE OTIENbHBIE CTEPCOM3OMEPHI M BCE WX BO3MOXHBIE CMECH, €CIHM HE YKa3aHO M HE INPEICTaBICHO
nHoe. Kpome Toro, coequnaenust popmynsl (I) MoryT cymecTBoBaTh B BHAE TayTOMEPOB, HAIIPUMEP TayTOMEPOB
keToH (CH,C=0)<>enon (CH=CHOH) nnu Tayromepos amun (NHC=0)<«>runpokcunmud (N=COH). ®opmyia
(I) 1 popmymel, IpUBENCHHBIC HUXKE B HACTOSIIEM H300pETEHUH, BKIIIOYAIOT BCE OTIEIBHBIE TAYTOMEPHI U BCE
MX BO3MOXHBIE CMECH, €CITH HE YKa3aHO WM HEe TPEICTaBICHO HHOE.

CregyeT MOHUMATh, YTO KaXABIH OTHEIBHBIA aToMm, comepxkammiics B Gopmyne (I) mmm B dopmynax,
NPE/ICTaBICHHBIX HIDKE B HACTOSIIEM H300pETEeHNH, B IEHCTBUTEIBHOCTH MOXKET COIEPKAThCs B (hopMe J11000T0
U3 €ro M30TOIIOB, BCTPEYAIOUIUXCS B MPHUPOJE, MPUYEM HanOoiee 4acTO BCTPEHAIOMIMIHCS M30TON (M30TOIIBI)
SBJISIETCS TIPEANIOYTHTENBHBIM. Tak, HarpuMep, KaKAbli OTEIbHBIH aTOM BOJOPOAA, COAepIKaluiics B Gopmy-
ne (I) wm B popMynax, IpeCTaBICHHBIX HIXKE B HACTOSIIEM N300pETEHUH, MOXET COAEPKAThCS B BHJIE aTOMa
'H, *H (neiirepuit) miu *H (TpuTHif), IpeANouTHTENBHO B BiAe 'H. AHATOrHYHBIM 06pa3oM, HAIIPUMED, KaxkKIbli
OTZAEJBHBIN aTOM Yriepoaa, coaepskamuiics B popmyse (I) wmm B popMynax, npencTaBIeHHbIX HIKE B HACTOS-
IIeM H300PETEHIH, MOXKET CofepKaThest B Bre atoma °C, *C wm "*C, npeanoururensro B Buge '°C.

[penmodTuTensHO, eci X 0603HaYaeT KOBATCHTHYIO CBsi3b Wi rpymmy dopmyisl -C(R*)(R®)-.

B mepBom BapmaHTe ocymiecTBIeHHS X 0003HaUYaeT KOBAICHTHYIO CBA3b, IPU 3TOM (parMeHT Q mpucoe-
JIMHEH HETIOCPEICTBEHHO K KapOoHuIbHOMU rpymme (C=0).

Bo BTOpOM BapHaHTe OCyIecTBIeH s X 0603HadaeT rpymy popmyisr -C(R)(R®)-.

KonkpeTrHBIe MOIKIACCH COCTMHEHUH, IpeaylaraéMbIX B HACTOAIIEM H300PETCHHH, MPEICTABICHBI COCIHU-
HeHusiMu Gopmysl (IA) u (IB)

Y

Y\E\ , \IE
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Q B” r® Q B
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B koTopoit A, B, D, E, Y, Z, R% u R® spsrores TaKUMU, KaK OTPEJICTICHO BBIIIIE.

Hacrosimee m3o0peTeHne MpeArnodTUTENbHO OTHOCUTCS K coeamHennto popmynsl (IA) wm (IB), mpen-
CTaBJICHHOM BBIIIE, MJIH eT0 (hapManeBTHIECKH TPUEMIIEMOH CONH.

B nepBom BapuaHTe OCyIIecTBICHHS HACTOSIIEE N300pETEeHHE OTHOCHTCS K coeTuHeHHI0 (opmyisl (1A),
MPE/ICTaBICHHOH BBIIIE, MK €r0 (hapMaeBTHYECKH IIPHEMIIEMOH COJIH.

Bo BTOpOM BapuaHTe OCYIIECTBICHHS HAcTOsIIEe U300peTEeHHE OTHOCUTCS K coeanHeHnto hopmyis (IB),
IPE/ICTaBICHHOH BBIIIE, MK €r0 (hapManeBTHYECKH IIPHEMIIEMOH COJIH.

B oaHOM BapuaHTe ocymecTBieHus A o6o3nauaer C-R’. B npyrom BapuanTe ocyuiecTBieHHs A 0603Ha-
gaeT N.

B ozHOM BapuaHTe ocymecTiIeHHs B o6o3nauaer C-R'. B apyrom Bapuante ocyuiectBieHus B 0603Ha-
gaeT N.

B oxHOM BapHaHTe ocymecTieHus D oGo3Hauaer C-R%. B mpyrom BapuaHTe ocymiecTBIeHns D 0603Ha-
gaeT N.

B nepBom BapuanTe ocymectsieHus A o6o3nagaer C-R’, B o603nagaer C-R' u D oGosnausaer C-R%.

Bo BTOpOM BapHaHTe ocymecTsieHus A odo3nauaer C-R’, B 0603mauaer C-R' u D o603nauaer N.

B TpeTheM BapuanTe ocymecTsieHus A o6o3nauaer C-R’, B 0603Hauaer N u D 0603Hauaer C-R”.

B ueTBepTOM BapuaHTe ocyiiecTBIeHHs A 0603HauaeT C-R’, B 0603nauaer N i D 0603Hauaer N.

B mstoM BapuaHTe ocymecTsieHus A o6o3nauaer N, B o6o3nauaer C-R' u D o6o3mauaer C-R”.

B 1mectoM BapuanTe ocymecTsieHns A o6o3nauaer N, B o6o3nauaer C-R' u D 06o3nauaer N,

B cempMoM BapuaHTe ocyiiecTBieHus A o6o3nadaet N, B o603nagdaer N u D o603nagaer C-R.

B BocbMoM BapuaHTe ocymecTBiaeHusI A o6o3HadaeT N, B o60o3nagaer N u D o6o3HaugaeT N.

O0b1yHO A 0003HaAYaeT C—RO, B o6osnauaer C-R' u D 0603HauaeT C—Rz; nin A o0o3HayaeT C-RO, B 060-
3nadaeT N u D o6o3HagaeT C—Rz; nin A obo3znagaet N, B o6o3Hagaer C-R' u D o6o3nauaer C-R>.
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[IpennouruTensHO, eciu A 0003HaYaCT C—RO, B o6o03nauaer C-R' u D oGo3nauaer C-Rz; wik A 0603Haua-
er N, B o6o3nagaer C-R' u D 06o3nauyaer C-R”.

Ecmu coennHenns, mpeayiaracMple B HACTOSIIEM H300pETEHHH, COAEPKAT HEeoOA3aTeNbHO 3aMEIIeHHYIO
JMHEHHYIO WM Pa3BETBICHHYIO aJKWICHOBYIO IeTb, TO €€ TUIMYHBIC 3HA4eHUs BKItowaoT MeTmieH (-CH,-),
(metum)metmnen, otwieH (-CH,CH,-), (3tum)mernnes, (AUMETHI)METHICH, (METHI)ITWICH, TPOMIICH
(-CH,CH,CH,-), (mpomn)MeTHIICH B (IAMETHII)ITHIICH, 1 JII00as U3 THX Iereld HeoOs3aTeIbHO MOXKET COep-
JKaTh OJMH WM OOJIbIIee KOJIMIECTBO 3aMecTUTeNel. IIpearmodTuTensHo, ecil Takue IeNH SBISI0OTCS He3aMe-
IIEHHBIMH, MOHO3aMEUICHHBIMU W TU3aMemeHHBIMA. OOBIYHO TAaKHE IEMH SBISIOTCS He3aMEIIeHHBIMU WIIN
MOHO3aMCIICHHBIMHA. B OHOM BapHWaHTe OCYMICCTBICHUS TaKWC LICHH SIBIISIOTCS HE3aMCIICHHBIMH. B apyrom
BapHaHTC OCYIICCTBICHUSA TaKUE IICTIH SBISIOTCS MOHO3aMCIICHHBIMH. B IpyroMm BapHWaHTE OCYIIECTBICHUS
TaKHUe [EIH SBIISIOTCS TU3aMCIICHHBIMH.

[IpuMepbl TUMAYHBIX 3aMECTUTEICH aJKWICHOBOHM IIETH, KOTOPas MOXKET COJCPKAThCA B COCIUHCHUM,
npeJylaraéMoOM B HACTOSIIEM HM300pPETCHUH, BKIIOYAIOT TaJOTeH, MUAHOTPYIITY, TPUPTOPMETHI, OKCOTPYIIILY,
runpokcurpymmy, C;-Cg-amkokcurpymmy, kapOokcu(C;-Cq)alKOKCUTpyHITy, TPH(GTOPMETOKCUTPYIITY, aMHHO-
rpynmy, C;-Cg-anxunamuaorpynmy, nu(C,-Ce)ankumamurorpynmy, C,-Cg-alKuinkapOoHHIaMUHOTPYIITY, Kap-
Ookcurpyrmiy, OeH3WIOKcHKapOoHWII, TeTpa3oymi, amuHokapOonwmi, C;-Cge-anxunamuaokapOoonun u au(C-
Cs)askriaMuHOKapOOHWIT.

KonkperHble prMephl TOAXOMAMNX 3aMECTUTENCH alKMICHOBOH IENH, KOTOpas MOXKET CONEpPKAThCS B
COCIMHEHUH, MPEJIaraéMOM B HACTOSIIEM H300PETeHHH, BKIIOYAIOT (TOP, MIHAHOTPYIILY, TPUPTOPMETIII, OK-
COTPYMITY, THAPOKCUTPYIITY, METOKCUTPYIIY, KapOOKCUMETOKCUTPYIITY, aMHHOTPYIIY, aleTHJIaMHHOTPYIIILY,
KapOOKCHUTPYIITY, OCH3MITOKCHKAPOOHIIT M TETPA3OJIHIL.

B mepBom Bomnomennu ocymectBieHuss E obo3nagaer mernneHoBslit (-CH,-) mocTuk. Bo BTOpOM Bo-
TUTOIIICHHUH OCYIIecTBIeHUS E 0003HavaeT (METIIT)METHIICHOBEIH MOCcTHK. [Ipennoururensho, eciu E 0603Haua-
et MetuiieH (-CH,-) min (MEeTHIT)METHIICH.

[onxomsmue 3Hauenus E Bkmovarot -CH,- u -CH(CHj)-.

B onHoM Bapmante ocymectBiieHus: E o6o3nagaet -CH,-.

B npyrom Bapmante ocymiectBienus E o6o3nagaet -CH(CH;)-.

IpexnoururensHo, ecin Q oGosuauaer -O- mwmn -C(R*)(R)-.

B nepBoM BapuanTe ocymectBieHus Q o6o3Hauaet -O-. Bo BTopom BapuanTte ocymecTBienns Q o003Ha-
aaer -C(R™)(R™)-.

[IpennournuTensHBIe TOAKIACCH COSAMHEHHH, IPeAaraeMpIX B HACTOAIEM M300pEeTeHNH, BKIIOYAIOT CO-
enunenus popmyisl (IA-1), (IB-1), (IB-2), (IB-3), (IB-4) u (IB-5)
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B koTopoit E, Y, Z, Rl, Rz, Rsa, RSb, R® i R® sBnsrores TaKUMU, KaK ONPEIETICHO BBIIIE.

O06b14HO Y 0003HAYAET MUPA30IIIIT, H30KCA30IIII, UMHIA30TWIT, UMHUIa30[ 1,2-a|nupuanami, umunasol1,2-
a|Mpa3uHWI, TPUAZOJIWI, TUPUAMHIIL, TUPUAASHHIIT WM MAPUMUIMHII, U JTF00ast U3 3TUX TPYII HeoOs3aTeb-
HO MOET COJIepXKaTh OJUH WIH OOJNbIIee KOJINISCTBO 3aMECTHTEICH.

[Nomxomsamre mpuMepsl KOHKPETHBIX 3aMeCTUTeNell reTepoapmibHOrO (parMeHTa Y BKIIOYAIOT (TOp,
XJop, OpoMm, MeTHs, GTOPMETHJI, METOKCUTPYIITY, METOKCHMETOKCUMETHI, METOKCHITOKCUMETHII, METHITHO-
TPYIITy, METHICYTb()OHMI, METHICYIb(QOHII(EHII, THAPOKCUMETHI, THAHOTPYIINY, OKCETAHWIOKCHMETHI,
METHIITIHPA30JIIII, METOKCHITHPUANHNI, THAPOKCHUI3O0IPOIILIIHPUMIIAHII, OKCOMMUPUIMHII U MOPQOIHMHUI-
MUPUMHUIUHIIOKCHMETHIL.

Tunuunele 3HadeHWUS Y  BKIIOYAIOT  (XJIOD)(AMMETHII)UPA30ONWI, TPUMETHIMUPA3oNwi, (auMe-
TIn)(PTOPMETIIT)TUPA30TII,  (IUMETH)(METOKCUMETOKCHMETHII)ITHPA30iI,  (AUMETII)(METOKCUITOKCH-
METWI)IMPA3oNWI,  (JUMETHI)(METHITHO)INpa3onmwi,  (AuMeTwn)(MeTWwICyIbQoHmT)Iupazonmi,  (JuMe-
TIT)(TUAPOKCUMETHI)TAPA30THI,  (JUMETHI)(OKCCTAHWIOKCUMETII)TUPA30oIIIL,  (IUMETHI)(METOKCUITHPH-
JIUHII)TAPA30IHI,  (AUMETHI)(OKCOMUPUIMHII ) TUPA3omwi,  (AuMeTwn)(MOPhOTHHIITHPUMHTHTHHIOKCHME-
THJ)TAPA30JINT, JUMETHIN30KCA30JIAI, TPUMETHIMMHIA30II, METHIMMHUIA30|[ 1,2-a|mupuaIuHII, METHIICYITb-
dbormndernnmumuaaso[ 1,2-aJmupunuani, (prop)(metmn)umunaso[1,2-ajmupuanani, (Opom)(METHIT)IMHIA30-
[1,2-a]mupuamann,  (umaHo)(MeTwn)umMuaaszo[ 1,2-almupuauani,  (METOKCUIUPUIUHII)(METHI)uMua3ol 1,2-
almupuauHWI, (OKcomupuauHWI)(MeTI)uMuaaso[ 1,2-ajmpunuaun, (6pom)(drop)(meTmn)umuaaso[1,2-almm-
puguann, (umaHo)(drop)(Mermn)umuaaso[ 1,2-ajmupunuamn,  (drop)(MeTHn)(METHIITHPA30TH ) uMHIa30] 1,2-
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ajmupuauani,  (GTop)(TrMAPOKCHU30NPOITMIITHPUMUANHI)(METHI)UMIIa30[ 1,2-a|nupuauHun, MeTHIMMU/a-
30[1,2-a]nupasunm, (nmaHo)(MeTum)uMuaaso[l,2-ajmupasunmwi, (MeTokcw)(MeTwi)-uMuaasof 1,2-ajnupa3uam,
JUMETHITPHA30JII, METHIITAPUMUAAUHIN, TUMETIIAPUINHAT, TAMETHINHPUIAHHIIT H TAMETHIITHPUMHUIU-
HUJL

OO6bpryHO Z 0003HaudaeT (EHWI, MHPPOTUIUHWI, IUTHAPOOSH30M30THA30MWI, mHIepuauaui, 1,2,3,4-
TETParuapOXUHOJHHHUII, 1,2,3,4-TeTparuApon30XUHOJINHUIT, 1,2,3,6-TeTparuAponupuIuHIIL, 4,5,6,7-
TETParuapoOCH30THEHWIT, 4,5,6,7,8-neHTaruapoTHeHo[ 3,2-c|azenuHu, HHIOJIHIL, muppono[2,1-
f][1,2,4]TprasuHmi, THUPa30NIWI, WHAA30IWI, mHpa3ono[4,3-bmupuauann, 4,5,6,7,8-neHTaruapoTrasonol4,5-
clazenuuui, 4,5,6,7,8-eHTaruApoTHA3070[5,4-C|a3eMUHII, TUPUIUHII, XUHOJUHWI, (PTaJa3uHUI WIH ITHPH-
MUJUHUI, U JT00as U3 STHX TPYIIT HE00A3aTSIFHO MOKET COJCPKATh OJUH WIIK OOJBIICEe KOJTHYSCTBO 3aMECTH-
Tene.

IMomxoxasmre TpUMepbl KOHKPETHBIX 3aMECTUTENCH Z BKIIOYAIOT (HTOP, METHI, METOKCUTPYIITY, TU(TOp-
METOKCHUTPYIITY, METHITHOTPYIIITY, METHIICYIb(QUHIIT, METHICYIb(OOHII, IAKIOMPOIIITHOTPYIITY, IIHKIONPO-
TUICYTb(MUHII, IHKIONPONWICYTH(GOHIUI, TUAPOKCHMETIII, OKCOTPYIITY, AaleTHJ, 3TOKCUKApOOHWI, TPET-
OyTOKCUKapOOHWII, aMHHOKApOOHWII, aMHHOCYITH(MOHWI, METHIICYITH()OKCUMUHIII, OESH3HI, MOP(OIHMHUAT U TTH-
pa3 oI

TurnuaHbIe 3HaUYCHUS Z BKJIIOYAIOT METOKCUGBEHWT, Tu(GTOpMEeTOKCH(DEHNI, METUITHO(DESHUI, METHIICYJTb-
buHIIGEeHWT, METHICYTHPOHMIGEHWT, THKIONPONUITHO(EHW, THKIONPONWICYTbQUHII(GESHN, TUKIONPO-
MICYTbQOHUNGEHWT, aleTIIQESHN, aMHHOKapOOHWIPEHMI, aMUHOCYIb(QOHWIDEHUI, METHICYTHE(HOKCUMU-
HUWIQEHWI, MUPa3ouiIpeHm, (THAPOKCUMETHI)(MEeTHICYIbGUHIT)eHnn, (amuHOCYIbGOHIT)(PTOD)PeHMT,
(dTop)(MeTHICYTH(HOKCUMUHIIT)PCHUI, THPPOIUAUHIII, METHICYIH()OHWITHPPOTUIAHII, ACTHITHPPOIUIH-
HUI, (aueTn)(aQudTop)IHpPONUANHIIL, JTUOKCOIUTHAPOOCH30M30THAZOMII, THIICPUIUHII, METHICYITh()OHMI-
MUICPUIUHIII, AUCTIIMUIICPUIUHII, TPET-OyTOKCHKAPOOHWIMUTICPUANHIII, aMHUHOKApOOHWIITUTICPUINHUIL,
(3TOKCHKapOOHMIT)(METHI ) TUITEPUANHII, (aMHHOKapOoHWI)(MeTmn)unepuauan, (¢prop)(okco)-1,2,3.4-Terpa-
THAPOXMHOJIMHWI, OKco-1,2,3,4-Terparuaponsoxunoianaui, (¢rop)(okco)-1,2,3,4-TeTparuapon30XMHOIMHNII,
aneTui-1,2,3,6-TeTparuApONUPUANHII,  TPeT-OyTOKCUKapOOHMI-1,2,3,6-TeTparuap ONMPHINHHIII, OeH3UII-
1,2,3,6-TeTparuApONMPUINHILI, OKC0-4,5,6,7-TeTparuApoOEH30THEHIII, OKC0-4,5,6,7,8-nieHTaruapoTHeHo(3,2-
clazenuHmI, wHIONMWI, OKcomuppoio[2,1-f][1,2,4]Tpra3uHmi, METWINHPA30JINU, METOKCHHHIA30JIHI, METHII-
Ccynb(OOHWIMHAA30JU,  Tupaszono[4,3-b|mupuauami, — Metunnupasono[4,3-b|nupuauamn, — okco-4,5,6,7,8-
TIEHTaruapoTHA30I10[4,5-c|azenuam, (quMeTwn)(0kco)-4,5,6,7,8-neHTaruapoTra3ono|s,4-clazenuami, MUpUIn-
HWI, (GTOPIUPHIANHWI, METHIMTAPUMHUINHNI, METOKCUIMUPUANHII, ((PTOp)(METOKCH)TUPUINHII, XUHOJIMHHII,
okco(TaNa3uHUI ¥ MOPHONTUHUIITHPUMHTTHIIL.

B nepBoM Bapuante ocymectsierns R” o603nagaer Bogopoa. O6saHo R' 0603HauaeT BOXOPOI, ragoreH,
C,-Cg-ankmin ui TpupTOPMETHIL.

TunuuHbe 3HaYeHHs R' BKIIOUaoT BOA0Po, GTop, Xi10p, 6poM, METHI, TPH(GTOPMETHIL.

WtiocTpaTHBHBIE 3Ha4YeHHs R' BKIowaoT BOA0po, PTop, METHIT U TPU(GTOPMETHIL.

IpeanourntensHo, ecii R' 0603HauaeT BOAOPOA MWiIH ranoreH. B mepBom BapuanTe ocymecTieHHs R'
0603HauaeT Bogopox. Bo BropoM BapuanTe ocymecTsieHus R' 0603HaYaeT rajjoreH, mpeamouTHTeIbHO (GTop.

O6b14HO R? 0603HAYAET BOZOPOL HITH TPH(TOPMETHIL.

B mepBoM BapuaHTe OCYIIECTBICHUS R? 0Go3Hauaer BoJIopoJ. Bo BTOpoM BapuaHTe OCYIIECTBICHUSA R’
o6o3HagaeT TPUPTOPMETHII.

B mepBoM BapHaHTe OCYyLIECTBICHHs R 0603HaYaeT BOAOPO. B TepBOM BapHaHTE OCYIECTBICHMUS R
o6o3nauaet Bogopo. [Ipeanournrensuo, ecan R 0603HadaeT BOLOPO, PTOP MITH METHIL.

B mepBoM BapuanTe ocymectienns R® oGosHauaer Bogopox. Bo Bropom Bapuante ocymectsienus R™
o6o3nauaet drop. B Tpethem BapuanTe ocymecTeieHms R® 0603HauaeT METHIL.

IpexnournrensHo, ecinu R® 0603nHauaeT Bogopox wim dhrop.

B nepBom Bapuante ocymectBieHns R® oGo3nauaer Bogopoa. Bo BropoM Bapuante ocymecTsienns R
oGo3Hauaer (rop. AnbrepHatuBHO, R® i1 R® BMecTe ¢ aToMOM yriepoza, K KOTOPOMY OHH 00a MPHCOCIHHEHEL,
MOTYT 0003HaYaTh IUKJIOTIPOITMIEHOE KOJIBIIO.

AnbrepratnBro, R™ 1 R® BMecTe ¢ AByMs HAXOIAMIMMICS MEXIY HUMH aTOMAMH YrJIepoaa MOTYT 000-
3HAYaTh [UKIONPONUIEHOE KOJBIIO.

WmocTpaTHBHBIA TOAKIIACC COSAMHEHHH, MpeiaraéMbIX B HACTOAILIEM H300pETeHHH, MPEICTaBICH CO-
equHeHusMHA Gopmynsl (ITA) u ux GapManeBTHIECKH TPUEMIIEMBIMA COJISIMHU

0. N. A
X
Rll

@)
B KOTOPOIt
R'! 0603Hauaer Bomopo, ranore mimn C-Cg-anku;
R'® 0603HauaeT BOKOPO HIIM METHIT; K
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A, Y u Z aBnst0TCA TAKUMHU, KaK ONPEIECIICHO BBILIE.

Ipeanoururenso, ecn R'' 0603HauaeT BOXOPO/ HITH TaIOTeH.

B nepBoM BapuaHTe OCYIIECTBICHUS R'' 0603nauaer BOJIOpOJI. Bo BTOpOM BapuaHTe OCYIIECTBICHUS R"
0603HauaeT rajoreH. B oHOM BOIUTONIEHHH TOr0 BapHanTa ocymectsienns R'! o6osnauaer ¢rop. B Tpetsem
BapuanTe ocymecTsienns R'!' o6osnauaer Ci-Cg-ankmi. B 0ZHOM BOIIIOIIEHHH 5TOTO BApHAHTA OCYIIECTBIIC-
rns R'! 0603HauaeT met.

Hoxxomsiue 3Hagerns R'! Bmrouaror BOZOPOI, PTOP ¥ METHII.

KonkpeTHbie 3HaUeHUS R Brimrouaror BOZOpOI ¥ PTOP.

IpeanoururensHo, ecn R'® 0603HauaeT BOXOPO/] HIH METHIL.

B nepBoM BapmanTe ocymectBienns R'® oGosmauaer Bogopoa. Bo BropoM Bapuante ocymectsienns R'°
0003HaYaeT MCTHIL.

KoHkpeTHbIe 3HaueHus R'® BRITIOUAIOT BOJOPOT X METHIL.

Jpyro#t WIMIOCTPaTUBHBIN MOAKIIACC COCTUHCHUH, MPENIaracMbIX B HACTOSIIEM H300pPETCHHUH, TIPE/ICTAB-
neH coequaeHusME Gopmyisl (IIB) u ux papMareBTHIecKu MPUEMIIEMBIMU COJISIMU

Y

\\N z
o=
6]
RI 1
B)
B KOTOpOit

Y,Zn R sBmsmorest TaKWMH, KaK OTPEICJICHO BHIIIIE.

KoHkpeTHBIe HOBBIE COCTUHEHNS, IpeIaraeMble B HACTOAIIEM N300pPETEHUH, BKIIIOYAIOT BCE COCIMHEHUS,
MOJIy9EeHNE KOTOPBIX OMICAHO B MPWIIATAIOIINXCS IpUMepax, U UX (hapMareBTHUECKH PHEMIIEMBIE COJIH.

CoenuHeHwus, peiaraeMble HACTOSIIEM N300pEeTEHUH, MOTYT OBITh TIOJIE3HBI JUIS JICUEHUS W/WIIH TPEy-
MPEXIEHNS pa3INIHBIX 3a00yeBaHUN denmoBeka. OHHM BKIIOYAIOT ayTOMMMYHHBIC M BOCHATUTEIBHBIC HapYIIIe-
HUS; HEBPOJIOTHUECKHE M HEHpPOIereHepaTHBHBIE HApYIICHNUS; OO0JIb ¥ HOIMIEITUBHBIC HapyIICHHS; CeplIeuHO-
COCYZIMCTBIE HapyIICHHs; MeTa0O0IMYeCKUe HApYIICHNUS; TJIa3HbIE HAPYIICHUSI M OHKOJIOTHYECKHUE HApYILICHHUSI.

BocnanmurenpHbIC 1 ayTOMMMYHHBIC HApYIICHHUS BKIIOYAIOT CUCTEMHBIC ayTOMMMYHHBIC HApYIICHUS, ay-
TOMMMYHHBIE SHJOKPHHHBIE HApYIICHHS W OpraHocrneluduiecKue ayToMMMYyHHble HapymeHus. CHCTeMHBbIC
ayTOMMMYHHBIC HapyIIEHHUs BKJIIOYAIOT CHUCTEMHYIO KpacHyio BoiuaHky (CKB), mcopmas, mcopuaTudeckyro
apTpOMNATHIO, BacKyJUT, MOJMMHUO3UT, CKIEPOACPMHUIO, PACCESHHBINH CKJIEPO3, CUCTEMHBIH CKIIEpPO3, aHKHIIO3HU-
PYIOIIUN CIIOHIWINT, PEBMATOUIHBINA apTPUT, HECTIEITUPUICSCKUI BOCTIAUTEILHBIA apTPUT, IOBEHUIBHBINA BOC-
TAUTENBHBINA apTPUT, IOBEHIIBHBIH WAMOMATHYECKUN apTPHUT (BKIOYAs €0 OJUTOCYCTaBHBIH M IOJHCYCTaB-
HBI THITHI), aHEMHUIO MPHU XpOoHMUYECKoM 3aboneBannu (AX3), 6one3ns Ctuiura (BOZHUKAIOIIYIO B IOHOIIECTBE
W/WIH y B3pOCIBIX), Oonie3Hb bexuera n cuaapom Illerpena. AyTonMMyHHBIE SHIOKPUHHBIC HAPYIICHUS BKITIO-
4aroT TupeouanT. OpraHocrenuduiecKkiue ayTOMMMYHHBIE HApYIICHUS BKIIOYAIOT O0JIe3Hb AIINCOHA, TEMOJIH-
THYECKYIO MJIM 3J0KAaueCTBEHHYIO aHeMHIo, octpoe mnospexnenue mnouyek (OIII]; Bkimoyas MHIYIHPOBAHHYIO
mucrutatiaoM OINIT), nmnaGernueckyro Hedponaruio ([JH), oOcTpykTHBHYIO ypomaTHio (BKJIIOYAs HHIYLHPO-
BaHHYIO LUCIUIATHHOM OOCTPYKTHBHYIO ypONAaTHIO), TIOMepylIoHehpuT (BKiIrodYas cuHapoM ['ynnacdepa, ono-
CpeayeMblii UMMYHHBIM KOMIUIEKCOM TJIOMEPYJIOHE(PUT U acCOLMUPOBAHHBIA ¢ aHTHHEHTPO(PHUIHHBIMU IIATO-
wrazmarnueckuMu antutenamu (AHIJA) rinomepynonedput), BomyaHounsld Hepput (BH), Gosmeznr mMunu-
MaJIbHBIX W3MEHEHHH, Oone3Hb I'peliBca, MIMONMATHYECKYIO0 TPOMOOIMTONICHHYECKYIO IypITypY, BOCHAIHTEINb-
Hyto OoNe3Hp KHIIeYHHKa (BKito4as Oose3Hb KpoHa, S3BEHHBIN KONWT, KOJUT HEONPEACICHHOW 3THOJOTHA U
MAYYHT), ITy3BIPYATKy, aTOIMMYECKUH AEPMATHUT, AyTOMMMYHHBIH T€TIaTUT, TIEPBUYHBIA OMIMAapHBIN IHUPPO3, ay-
TOMMMYHHBIH ITHEBMOHHUT, ayTOUMMYHHBIH KapIuT, 3JI0KAa4eCTBEHHYI0 MHACTCHHIO, CaMOIIPOM3BOJIbHOE Oec-
TUIO/INE, OCTEOMOPO3, OCTEOTICHHUIO, SPO3UBHOE 3a00JIeBaHNe KOCTH, XOHIIPHUT, AUCTPODHIO W/IIN pa3pylIcHHEe
xpsimel, Gudpo3Hble HapyIIeHNs (BKIIOYas pa3dudHble THIBI (PUOpO3a TIEUeHN U JIETKUX), aCTMY, PUHHT, XPO-
HUYecKkoe obcTpykTmBHOE 3aboneBanue Jyierkux (XO3JI), pecnupaTopHBI AUCTPECC-CUHAPOM, CETICUC, JIMXO-
pazky, MBILICYHYIO AUCTPOGUIO (BKIIOYAs MBIICYHYIO AUCTpoduio [lfoleHHa) U OTTOp)KEHHE TpaHCIUIaHTaTa
opraHa (BKIIOYasi OTTOPKCHUE aJUIOTPAHCIIAHTATA TIOYKH).

Hesponorndeckue n HelipoiereHepaTHBHBIC HAPYIICHHS BKIIOYAIOT 00Jie3Hb AublreiiMepa, 6onesns [lap-
KWHCOHa, 00JIe3Hb | eHTHHI'TOHA, UIIEMHUIO, yap, OOKOBOW aMHOTPO(UIECKHH CKIIEpPO3, TOBPEXKICHUE CITMHHO-
T'O MO3ra, TPaBMY T'OJIOBBI, TPHUIIAIKH U SITUIIETICHIO.

CepeyHO-CcOCyIUCThIE HAPYIIEHUS BKIIOYAIOT TPOMOO3, THUIEpTpOodHIo cepala, TUIEPTEH3UI0, HEepery-
JSIPHBIE CEPJACYHBIC COKpAIICHUS (HAmpUMep, MPHU CepACYHON HETOCTATOYHOCTH) M CEKCyaJbHbIC HApyIICHHS
(BIIOYAsl DPEKTHIBHYIO TUC(YHKIMIO M JKEHCKYIO MOJIOBYIO AMCOYHKIMIO). Monymnstopsl ¢ynkimun TNFo
Tak)Ke MOKHO TIPUMEHSTH JUIS JISUSHUS W/UIH TpeayTpekaeHus napapkTa muokapaa (cM. J.J. Wu et al., JAMA,
2013, 309, 2043-2044).

Mertabonuueckne HapyImIeHUs BKIIOYAOT AuabeT (BKItoYas WHCYJIMHO3aBHCUMBIN CaxapHBIM IHA0ET U
FOHOIIECKHUH TruadeT), TUCIUTHASMHUIO0 U METab0TMIECKUN CHHAPOM.

I'ma3Hble HapymIeHHUs BKIIOYAIOT PETHHOMATHIO (BKITIOYas THA0CTHUECKYIO PETHHONATHIO, PO epaTHB-
HYIO PETHHOIIATHIO, HEMPONIN(EPaTHBHYIO PETHHONATHIO M PETPONICTATIBHYIO (HOPOIUIA3HI0), OTEK JKEITOTO
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IsTHa (BKJIIOYasi MMAa0ETHYECKUH OTEK JKEITOro ISTHA), BO3PAcTHYIO jAereHepanuio xenroro msatHa (BJKII),
BaCKYJISIpH3aIMIO (BKIIFOUAsl BACKYJISIPH3ALUIO POTOBHIIBI M HEOBACKYJISIPH3ALIMIO), OKKITIO3HIO BEHBI CETYATKU H
pa3HBIe THITBI YBEHUTA U KEPATUTA.

OHKOJIOTHYECKHE HApYIIECHUs, KOTOPEIE MOTYT OBITH OCTPHIMU M XPOHWYECKUMH, BKIIIOYAIOT Mponude-
paTHBHBIC HAPYIICHUS, B OCOOCHHOCTH PaK M CBSI3aHHBIC C PAKOM OCJIO)KHEHHS (BKJIIOYAsl OCIIOKHEHHS CO CTO-
POHBI CKelleTa, KaXeKCHIO M aHeMuI0). KOHKpeTHBIe KaTeTopuu paka BKIIOYAIOT TeMAaTONIOTHIECKHE 3II0KadeCT-
BEeHHbIC 3a00JieBaHUs (BKIIOYAS JIEHK03 ¥ TUMGPOMY) U HETEMAaTOJIOTHIECKUE 3JI0KaYeCTBEHHBIE 3a00IeBaHUS
(BKITIOYAsT CONHMJIHBIE OIMYXOJIH, CApKOMY, MEHHHTHOMY, MYJIbTH()OPMHYIO TIHOOJIacCTOMY, HelpobiaacToMy, Me-
JaHOMY, KapIHUHOMY JXeIyaKa M T0YeHHO-KICTOYHYIO KapIMHOMY). XPOHHYECKHUH JIEHKO3 MOXKET ObITh MUEIO-
UIHBIM Wi TuMponaHeM. Lensrit psn ne#iko3oB BKiItoyaeT auMpoOacTHbIN T-KIeTOYHbIH Jeiiko3, XpoHuUe-
CKUI MHENOTreHHBIN Jietiko3 (XMJI), xpoHndeckuii auMponuTapHbeIid/muMponHblii setiko3 (XJLJI), BosocaTok-
JIETOYHBIN JIeWK03, OCTphIi uMdoOmacTHbIH seiiko3 (OJIJI), ocTpelit Muenorenusii neiko3z (OMJI), Muenoauc-
TUIACTUYECKUI CHHAPOM, XPOHHMUYECKHH HEHTPODMIBHBIN JIEHKO3, OCTpBIi IuMpoOIacTHbI T-KIeTOYHbIH ei-
KO3, IJIa3MOLIUTOMY, IMMYHOOJIACTHBIH KPYITHOKIIETOUHBIH JICHKO3, JIEHKO3 U3 KIETOK 30HBI MAHTHH, MHOKECT-
BEHHYIO MHEJIOMY, OCTPBI MeTakapruoOJaCTHBIN JIEHKO03, OCTPBIA MeTaKapHUOIMTAPHBIN JICHKO3, MPOMHEIIONH-
TapHBIA JIGWKO3 B dpUTpoIieiiko3. Llenbiit psan muM@oM BKITFOYAET 37I0KaY€CTBEHHYIO JIMM(OMY, XOKKAHCKYIO
TUMGPOMY, HEXODKKHHCKYTO TIMPpoMy, nMpobiactayro T-kierounyio mumdomy, tuMmdomy bepkurra, doumm-
Kyssipayto suMmpomy, MALT1-mumdomy u mumdpomy KpaeBoi 30HBI. L{enblii psii HETeMaTOJIOTHIECKUX 3JI0Ka-
YECTBEHHBIX 3a00JICBaHUM BKIIIOYAET PAK MPEACTATCIHLHOM KEJe3bl, JISTKUX, MOJIOYHOH JKeJe3bl, IPSMOM KHIIKH,
TOJICTOHM KHIIKH, TUM(PATUIECKUX Y3JI0B, MOYEBOTO ITy3BIPS, MOYEK, MPEICTATEIEHON KeJe3bl, TICUCHH, STHIHH-
KOB, MaTKH, IMIEHKH MAaTKH, TOJOBHOTO MO3Ta, KOXH, KOCTH, JKeIyaka 1 Meimil. Moaynstopsl Gpyakuun TNFo
TaKKe MOXKHO MCIOJIB30BATh JUISl TIOBBIMICHHUS O€30MaCHOCTH aKTHBHOTO IIPOTHBOpakoBoro Bo3neicTBust TNF
(cm. F.V. Hauwermeiren et al., J. Clin. Invest, 2013, 123, 2590-2603).

Hacrosimee n3o0perenne taxke OTHOCUTCS (hapMaleBTHYECKOW KOMIO3UIMU, KOTOPasi COJEPIKUT COEIH-
HEHUe, MpeJylaraeMoe B HaCTOSIIEM H300pETEHNH, ONMCAHHOE BBIIIE, MM €ro (papMaleBTHYECKN MPUEMIIEMYTO
COJIb, WJIM COJIbBAT COBMECTHO C OJTHUM HJIM OOJIBIIUM KOJMYECTBOM (papMalleBTUUECKH MPUEMIIEMBIX HOCHUTE-
nei.

dapmaneBTHIECKHE KOMITO3HIINH, MpeIaraéMble B HACTOSIIEM H300PETeHHH, MOTYT HaXOIUTHCSA B (op-
Me, TPUTOTHOW IUIS MEPOPaTbHOTO, TPAHCOYKKAJIHHOTO, ITAPEHTEPAIHHOTO, HA3aJhbHOTO, MECTHOTO, TIa3HOTO
WIIA PEKTAJIBHOTO BBEJCHHUS, MUK B (hopMe, MPUTOTHON /71l BBEICHHS ITyTEM HHTATSAIIIH WIA BIYBaHHUSL.

dapmaneBTHIECKHE KOMITO3UINH, TpeIHAa3HAYCHHBIC IS MEePOPaJIHHOTO BBEICHUS, MOTYT HAXOIUTHCH,
Hampumep, B ¢popMme TabIETOK, JICTICNIEK WM KaICyJsl, IPUTOTOBICHHBIX TI0 OOBIYHBIM METOAMKAM C HCIOJIB30-
BaHUEM (papMareBTHUECKN NPUEMIIEMBIX HHEPTHBIX HAITOJHUTEJICH, TAKUX KaK CBS3YIONINE (HAIpUMeEp, IpeIBa-
PHUTEIHHO JKETATHHU3UPOBAHHBIA KYKYPY3HBIH KpaxMall, TOJHMBHHUITUPPOIUIOH WIHA THAPOKCHIIPOTHAIMETILI-
IeJUTI0NI03a); HANIOJHUTEI! (HalpuMep, JIAKT03a, MUKPOKPUCTAIUINYECKas EeJUTI0I03a Wi Tuapodocdar Kalb-
IIMs1); CMa3bIBAIOIME BEIIECTBA (HApUMEp, CTeapaT MarHus, TajdbK WM AMOKCHI KPEMHUS); Pa3pbIXJIUTEIH
(HampuMep, kapTo(deTbHBI KpaxMall WIM HATPUCBAas COJb TIHKOJIATA Kpaxmaia); WM CMAayUBAIOIIUAC ar¢HTHI
(manpumep, naypuiacynbdar HaTpus). Ha TaGneTky MOKHO HAHECTH HMOKPBITHS IO METOIUKAaM, XOPOLIO U3BECT-
HBIM B JJaHHON 00JacTh TeXHUKHU. JKUAKHe mpemapatsl, peaHa3HaueHHBIE IS IEPOPaIHLHOTO BBEICHUS, MOTYT
HaXOIIUTHCS, HAIPUMEp, B (OpPME PacTBOPOB, CHPOIOB WM CYCIIEH3WH WM OHM MOTYT MpPEICTaBIATH COOOM
CyXOH mpemapat, NMpeJHa3HaYeHHBIH U1 MPOBOJMMOTO II€pPEl HCIIOJNB30BAaHIEM BOCCTAHOBJICHHS BOIOW WIIN
JIPYTUM TOAXOIAMNM pa3baBuTeneM. Takue KUAKHUE IperapaTbl MOKHO MPUTOTOBHUTH MO0 OOBIYHBIM METOIHKAM
C HCIIONIb30BaHUEM (apMaIleBTHIECKH MPUEMIIEMBIX T00aBOK, TAKUX KaK CYCIIEHAMPYIOUINE areHTHI, SMYIbIH-
pYIOIIHE areHTHl, HEBOIHBIC PACTBOPHUTENIN WJIM KOHCEPBAaHTHL. DTH IpenapaTsl TakKe MOTYT COIEpKaTh COJIH,
oOKasbIBarollee OypepHoe BO3IEHCTBHE, BKYCOBBIC JOOABKH, KPACHTENN MIIH IOJICJIACTUTENH, €CIIH 3TO SBISETCS
1e7IeCO00Pa3HBIM.

[Mpenapatsl, npenHa3HaYeHHBIE JUIS NEPOPATBHOTO BBEJCHHUS, MOKHO TOTOBHTH B TakOM BHIE, YTOOBI
00ecIeunTh peryJmpyemMoe BEICBOOOKICHHE aKTHBHOTO COEIMHEHHSI.

Komrmo3umiy, npenHasHaueHHbIE A TPaHCOYKKAJIBHOTO BBEJCHHS, MOTYT HAXOIHUTHCS, HalpuMmep, B
(hopMe TabIETOK W JICTICIICK, IIPUTOTOBICHHBIX OOBIYHBIM 00pa30M.

Coenunennst hopmynbl (I) MOKHO MPUTOTOBUTH AJISI TTAPEHTEPATHLHOTO BBEIEHUS IyTEM HHBEKIIUU, Ha-
IpUMep WHBEKINU yOapHOW I03bI BEIeCTBAa WM MyTeM BimBaHUS. [IpemapaTsl Uil MHBEKIWH MOTYT ITOCTaB-
JATBCS B pa30BOH JO3MPOBAaHHOHN (hopMe, HallpUMeEp, B CTEKISTHHBIX aMIIyJIax MIIM COAEpKAIIINX MHOXKECTBO 103
KOHTeHHepax, HallpuMep B CTEKISHHBIX (rakoHax. KoMmo3wmmu i MHBEKIUH MOTYT HaXOIWUTHCS B TaKHX
(opMmax, KaK CyCHEH3HUH, PACTBOPHI WM 3MYIbCHH B Macie WM BOIHBIX Pa30aBUTENSAX, H MOTYT COACPIKATh
MPUMEHSIOIINECS IS TPUTOTOBJICHHS IPENapaToB CPEACTBA, TaKHE KaK CYCIIEHANPYOLIHEe, CTa0MIN3NpYIONIHe,
KOHCEPBUPYIOIINE W/WIIN JUCHEPIUPYIONIHE CPEACTBA. AJITEPHATHBHO, aKTUBHBIH MHIPEANCHT MOXKET Haxo-
JUTHCS B TIOPOLIKOOOpa3HOit popMe A1t MPOBOAUMOTrO Iiepe]i IPUMEHEHNEM BOCCTAHOBIICHHUS! C TIOMOIIBIO TTO/I-
XOJAIIEro pa3daBUTeIs, HAIPUMEDP CTEPUIBHON allMpOTreHHON BOIBI.

B nononnenune k npernaparam, OIMCaHHBIM BBIIIE, coequHeHNs GopMyIsl (I) Takke MOXKHO MPUTOTOBUTD B
BUJIE TperapaToB-aemno. Takue nmpenaparsl NPOJOHTHUPOBAHHOTO AEHCTBHS MOJKHO BBOAMTH ITyTEM WMILIAHTALUH
WITA BHYTPUMBIIICYHONW HHBEKITHH.

-8 -



034977

B cnyuae Ha3anbHOTrO BBEAEHUS WM BBEICHUS IyTEM UHTASILIMU COSAMHEHHMs, IpeAaraeMble B HaCTOS-
IIeM U300peTeHnH, OOBIYHBIM 00pa30M MOKHO MPUTOTOBHUTH B BUJIE MaTEPUAJIOB JUIS PACIBIICHHS C HCIIOIb30-
BaHMEM B yIIAKOBKaxX MOJ JaBICHHUEM WM yCTPOWCTBAaX THUMA HeOynail3ep ¢ NPpUMEHEHHEM MOAXOAAIIErO Mpo-
MeJUICHTa, HallpuMep JuxyiopandTopMeTaHa, GropTpuxiopMeTana, AUXIOpTeTpadTOpITaHa, AMOKCHAA YIIepo-
Jla WK JPYTOTO MOIXOISIIETO ra3a WK CMECH Ta3oB.

ITpu HEO6XOAMMOCTH KOMIO3HIIMK MOKHO HCIOJB30BATh B YIIAKOBKE HJIM JO3MPYIOIIEM YCTPOMUCTBE, KO-
TOpPOE MOJKET BKIIOYAaTh OJHY WJIM OOJIbIIEe KOIWYECTBO PA30BBIX JO3MPOBAHHBIX (hOpM, coaepiKalluX aKTHB-
HbII nHrpeanent. K ynakoske wiv JO3UpPYyIOMIEMY yCTPOWCTBY MOTYT NMPHUIIAraThCsl HHCTPYKIMHU TI0 BBEACHHIO.

B cimydae MecTHOTO BBEJIEHUS COCAMHEHUS, TIpeIHa3HAYEHHbIE JJIsl IPUMEHEHHUS B HACTOSILIEM H300peTe-
HHUH, OOBIYHBIM 00pPa30M MOXXHO IPUTOTOBUTH B BHJE HMOAXOASIIEH Ma3u, CoAepKalled aKTUBHBIH KOMIIOHEHT,
CYCTIEH/IUPOBAaHHBII WM PacTBOPEHHBIH B OJHOM HJIM OOJBIIEM KOJIMYECTBE (hapMaleBTHYECKH HPHUEMIIEMBIX
Hocureseil. [IpeanoyTnTenbHbIE HOCUTENN BKIIOYAIOT, HAIPUMEP, MUHEPaJIbHOE MacIo, )XUAKHE He(TeTIpOayK-
ThI, IPONMJICHIIUKONb, MOJTUOKCUATUIIEH, TOJTUOKCUIIPONIIIEH, SMYyIbTUPYIOIIUNACS BOCK U BOLY. ANbTEpPHATHUB-
HO, COEAMHEHUs], TpeJHa3HauCHHbIC ISl IPUMEHEHHS B HACTOSILEM M300pPETEHHH, MOXKHO IIPUTOTOBHUTH B BHJE
MOAXOMSIIETO JIOCbOHA, COIEPKAIIET0 aKTUBHBIN KOMIIOHEHT, CyCIICHIUPOBAaHHBINA MIIH PACTBOPCHHBIN B OJJHOM
Wiy OombIIeM KondecTBe (hapMaleBTHIECKU MPHUEMIIEMBIX HOocuTenel. I[IpeamouTurenbHbple HOCUTENH BKITIO-
YaloT, HAPUMEpP, MUHEPATLHOE Macjo, COpOMTaHMOHOCTeapar, mojaucopdoar 60, BOCK Ha OCHOBE IIETHUIIOBBIX
3(upoB, eTEAPUIOBHIN CIIUPT, OCH3WIOBBIA CITUPT, 2-OKTHIIIONEKAHO U BOAY.

B ciyuae BBeneHUs B I1a3a COCOUHECHNUS, IPEJHA3HAUYCHHBIE ISl TPUMEHEHHS B HACTOAIIEM H300pETECHNH,
OOBIYHBIM 00Pa30M MOXHO MPUTOTOBUTH B BHJE TOHKOM3MEIIBUEHHBIX CYCHEH3MH B M30TOHHYECKOM 00J1anaro-
I1eM HeoOX0MMMbIM 3HaueHueM pH cTepuibHOM (H3HOIOrHYECKOM pacTBope, 6e3 1o0aBieHns WM ¢ pobasire-
HHEM KOHCEpBaHTa, TAKOTO Kak OakTepHIMIHOE WIN (DYyHTHIIUIHOE CPEACTBO, HarpuMmep (GpeHHIMEepKypHHUTpAT,
OEH3WIAIKOHUIXJIOPU]T MM XJIOPIeKCUIMHALETaT. AJbTEPHATHBHO, B Cllydae BBEICHHUS B IJla3a COCIUHEHHS
MOJKHO IIPUTOTOBUTH B BUJIE Ma3H, TAKOM Kak Ha OCHOBE Ba3€JIMHOBOIO Macia.

B ciyuae pexranbHOTO BBEICHHSI COSANHEHUS, NTPEeAHA3HAYCHHBIC JAJIsl IPUMEHEHHsI B HACTOSIIIIEM H300pe-
TCHHH, OOBIYHBIM 00PAa30M MOXKHO MPUTOTOBHUTH B BUJE CYNIO3UTOpHEB. X MOXKHO IMPUTOTOBUTH ITyTEM CMeE-
MIMBaHMS aKTUBHOTO KOMIIOHEHTA C MOJXOJSIIMM HE OKa3bIBAIOIINM Pa3Apa)karollero BO3JCHCTBHUS HHEPTHBIM
HAIOJIHUTENIEM, KOTOPBIH SIBIISACTCS TBEPABIM IMPH KOMHATHOW TEMIIEpAType, HO XKHUAKUM TIPH PEKTaIbHOU TeM-
neparype, ¥ Mo3TOMY IUTaBUTCS B IIPSAMON KHIIIKE ¢ BEICBOOOXKICHNEM aKTHBHOTO KOMIIOHEHTA. Takue BemecTBa
BKJIIOYAOT, HAIIPHMEP, MaCJIO KaKao, MIETHHBINA BOCK U TOJIN3THIICHIJIMKOIH.

KonmuecTBo coeanHeHNs, MPeAHA3HAUYCHHOTO U IPUMEHEHUS B HACTOSIIIIEM H300pETEHNH, HEOOX0IMMOE
JUIst TPOUIAKTHKA WITH JICYCHUS! KOHKPETHOTO MaTOJIOIMYECKOTO COCTOSHHUS, OYIEeT MEHSTHCS B 3aBHCHMOCTH
OT BBIOPAHHOTO COEIUHEHHS W COCTOSIHUS ITOJIBEpPraloIIerocs Je4eHuto nanueHTa. OqHako 0ObIYHO CYTOUYHBIE
JIO3BI MOTYT COCTaBJIATh MpUMepHO oT 10 Hr/kr mo 1000 mr/kr, o6srqa0 oT 100 Hr/kr mo 100 Mr/kr, HampuMep
npumepHo ot 0,01 1o 40 Mr/(kr Macchl Tena) NpU MEPOPATEHOM WM TPAaHCOYKKaIbHOM BBEIICHHH, OT IPUMEPHO
10 =Hr/kr 1o 50 Mr/(kr Maccsl Tena) IpH MapeHTepatbHOM BBeJIeHnH 1 oT npuMepHo 0,05 o mpumepHo 1000 wmr,
Hanpumep ot npumepHo 0,5 no npumepro 1000 Mr, npu Ha3aabHOM BBEACHUM WM BBEACHUM ITyTEM UHTaSLUU
WY BIyBaHMUS.

ITpn HEOOXOAMMOCTH COEMHEHNE, MPEATIATAEMOE B HACTOSIILEM H300PETEHIH, MOKHO BBOJUTH COBMECTHO
¢ IpyruM GapManeBTUIECKH aKTUBHBIM CPEICTBOM, HAIIPUMEDP NMPOTHBOBOCIAIUTEIBHBIM COCIUHCHHUEM.

Coenunennst popmynsl (I), mpuBeIeHHOW BBIIIE, MOKHO MOJYYUTh IO METOJIUKE, KOTOpasi BKIIIOUAET pe-
akuio coeauHeHus hopmynsl Z-H nmm Z-M ¢ coennnenuem ¢popmyisr (111)

Y\E
|
Os N _A L
X\Q B//D

(1)

B koTopoil A, B, D, E, Q, X, Y u Z sABnsi0TCA TaKUMHU, KaK ONPEJEIICHO BBIIIIE, L' 0603Hauaer moaxoms-
IYI0 OTIICIUIIONLYoCs Tpymry, i M' 06o3Hauaer pparment GopoHoBoit kucnotsl -B(OH), win ee wukinde-
CKOTO 3(Hpa, HOTYICHHOTO C OPTaHUUECKUM IHOJIOM, HAIPUMEP MUHAKOJIOM, |,3-MponmaHaInoaoM Hid HEOeH-
TinrEKoneM, win M' o6o3nauaer -Sn(Alk)s, rae Alk oGosHauaer C;-Cg-alKHIBHYIO TPYIITY, OOBIYHO H-OYTHII
i MeTi, win M' o6o3navaer -ZnHal, rne Hal 0603HagaeT aToM rajoreHa, HampUMep XJI0pa; B IPUCYTCTBHH
KaTaJIn3aTopa Ha OCHOBE TEPEXOTHOTO MeTalIa.

Ormemmsromasics rpyima L' 06bIdHO mpencTaisier cob0ii aToM ranoreHa, HalpuMep 6poMa HIIH XJIopa.

Karanuzarop Ha oCHOBE NepexoJHOT0 MeTajula, ITOXOMSIIN Ul UCIIOJIb30BaHMUS B yKa3aHHOH BBIIIE pe-
aKIuH, MOXET  OBITh BBIOpaH U3  TpyHIbI, BKJTIOYAOIEH [1,1'-6uc-(au-Tper-OyTHndoc-
¢uno)pepporneH ]| quxmopnamanuii(ll),  Tpuc(mubemsununenaneron)unamanuii(0),  Terpakuc(Tpudenu-
¢docoun)namnamuii(0), 6uc-(tpupennndochun)auxnopnamtaguii(Il) n anerar namnaxusa(Il). Peakiuro oOsranO
MPOBOJAT NPH TOBBIIICHHOW TeMIlepaType B MOIXOJSIIEM PACTBOPUTENE, HAPUMEP MPOCTOM IMKIMYECKOM
a¢upe, TakoM Kak 1,4-1MOKcaH, OOBIYHO B NMPUCYTCTBUHM OCHOBAHUS, HAIpUMEpP HEOPTaHWYECKOTO OCHOBAHMS,
TaKOTo Kak KapOOHAT HATpHs, KapOOHAT KaIns WK KapOoHAT ne3us. Eciu 3To sSBISeTCS MOIXOIAMINM, TO B pe-
aKIIMOHHYI0 CMECh MOKHO JOTIOJTHUTEIHHO BKJIIOYHMTH TAKOW peareHT, Kak 2-aunukiorekcuidochuno-2',4',6'"-
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tpumsonponmioudenmua (X-Phos) mmu 2-aumuxiorekcuindocduuo-2',6'-1un30mnponokcuondeHm.

Ecnu B xoz1e onmcanHo# BbIlIe peakuuy oopasyercs cBsizb C-N, TO MOIXOIMIINM KaTaau3aTopoM Ha OCHO-
BE MEPEXOAHOTO METalIa MOXKET ABIAThCS Honua menu(l), u B 3TOM ciydae peakinuio 0OBIYHO MPOBOMAT B MIPH-
cyrcerBud 1,3-mu(mupuanH-2-ui)npornad- 1,3-nnoHa. Peakiuio 0ObIYHO MTPOBOIST MPH MOBIMIEHHOW TEMITepaTy-
pe B moaxojsmeM pacTBoputerne, Hampumep N,N-anmermiadopmamuie, 0OBIYHO B MPHUCYTCTBHH OCHOBAHHS,
HaIpuUMep HEOPTaHWIECKOTO OCHOBAHMS, TAKOTO KaK KapOOHAT KaJHsl.

B anprepHatuBHON MeTonuke coenuHeHus GopMyibl (1), MprBEIEHHOM BBIIIE, MOKHO TIOIYYUTH IO METO-
JIMKe, KOTOPas BKIIOYAET PEaKIHio coenunenns popmyinsr Z-L' ¢ coenunenunem popmyis (IV)

Y\’F
1
OYN | A\\rM
X< _D
Q" B

a)

B kotopoit A, B, D, E, Q, X, Y, Z, L' u M' sBisrotest TaKUMH, KaK OIIPEAEIICHO BBILIE; IIPU YCIOBUAX, aHA-
JIOTHYHBIX OIMMMCAHHBIM BbIIIe s peakimu coeaunnenus (111) ¢ coequaennem dhopmynst Z-H wmu Z-M'.

IIpoMexyTouHble TPOAyKTH (popmyisl (IV), mpuBeneHHOl BhIme, B Kotopoit M' 0603HauaeT dparMeHT
MUHAKOJIOBOTO 3(hrupa OOPOHOBOM KHUCIOTHI, MOXKHO TOJTYYHTH IO peakiiu Ouc-(TMHAKON)IuOopa ¢ COeANHEHH-
em ¢opmyns! (III), onpeneneHHOM BEIIIE; TP YCIOBUAIX, AaHAIOTUYHBIX ONMMCAHHBIM BBIIIE IS PEAKIIUN COSIH-
nenmst (I1) ¢ coenuuennem popmyunsr Z-H wmm Z-M'.

B npyroit metoauke coemuHeHus Gopmysl (1), mpUBEIEHHOW BBIIIE, MOXHO MOJIYIHUTD IO CXeMe, KOTopast
BKITIOUaeT peaknuto coenuaenus Gopmynsl Y-E-OH c coequnennem hopmysst (V)

H

|
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B koTopoit A, B, D, E, Q, X, Y u Z ABns0TCS TAKUMH, KaK OIPEEICHO BBILIE.

[IpeamnoytnTensHO, €clny peakuio NpoBOoIAT B npucyTrcTBuu Tpupenuiadochuna u C;-Cg-alknnoBoro
3¢dupa a3z0mMKapOOHOBONW KHCIOTHI, HAPUMEp AMH3OMPOINUTIA30AUKapOOKCcHIaTa. AJBTEPHATHBHO, PEAKIIUIO
MO>KHO MPOBECTH B MPHUCYTCTBUH (IHaHOMETWICH)TprOyTHiIhochopana. Peakiuio 0ObIIHO TIPOBOASAT B TIOIXO-
IIIEM PacTBOPHTENE, HAIPIMEp MPOCTOM LUKIMYECKOM 3(Hpe, TAKOM KaK TeTparuapodypaH, WiIH XJIOPUPO-
BaHHOM PacCTBOPHTEINE, TAKOM KaK IUXJIOPMETaH, WM OPraHNIeCKOM HUTPUIIE, TAKOM KaK alleTOHUTPHIL.

AJBTEpPHATHBHO, PEAKINI0 MOKHO TPOBECTH B IMPUCYTCTBHH IPOU3BOJHOTO CYITb()HOHOBOH KHCIOTHI, Ha-
npumep C,;-Cg-anxuncynb(hoHOBOH KHCIOTHI, TAKOI Kak MeTaHCYIb(OHOBas KucioTa. Peakiuio 00bIYHO MTPOBO-
JIT TIPY TIOBBILICHHOM TeMIiepaType B HMOAXOAAIIEM PAacTBOPUTENE, HAIPUMEpP MPOCTOM LUKJINYECKOM 3dupe,
TakoM Kak 1,4-nuokcaH.

B anprepHaTuBHOMN MeTomuke coeauneHus Gopmyisl (1), mprBeICHHOI BEIIIE, MOXKHO MOJYYUTH MO CXEME,
KOTOpasl BKIIOYACT PeaKIio coeaunenus popmynsl Y-E-L* ¢ coenunennem dopmyisl (V), oIpeaeneHHoi Bbi-
mre.

TIpeAmouTHTEIBHO, €CTH OTIICIUISIOmAsNCs Tpymma L’ mpencTaBiser coboil aToM TaioreHa, HamphMep
XJIOpa; WITH TIPOU3BOIHOE Cyib(onara, Hanmpumep C;-Cq-alKmicyabhoHaT, TAKOH KaKk METHIICYTb(OHAT.

Ecmi L? 0603Ha9aeT ranores, To NPeANOYTHTENHHO, €C/IH PEAKIHIO MPOBOIAT B MPHCYTCTBHH OCHOBAHN,
HapUMep THIPHIA MIETOYHOTO METaJula, TAKOTO KakK THAPH HATPHUs, WIA KapOOHATa IIEJIOYHOTO MeTaa, Ta-
KOTO Kak KapOoHAT me3ns Win KapOoHAT Kanus. Peakiuio oOBIYHO IPOBOIAT B MOAXOIAIIEM PaCTBOPHUTENE, Ha-
MpUMep JUIOJLHOM  ampOTOHHOM  pacTBopuTene, TakoM kak N,N-mumetmwidpopmamun wiu  N,N-
JTUMETHIIAIICTAMUA.

Ecmu L? 0603HauaeT npou3BOIHOE CyIb()OHATA, HAIPUMEDP METIICY/Ib(OHAT, TO IPEANOUTHTENHHO, ECIIH
PCaKIMIO TPOBOIAT B MPUCYTCTBUM OCHOBAHHMS, HATIPUMEP THIAPUIA MICIOYHOTO METallIa, TAKOTO KaK THIAPU
Hatpusl. Peakunto oOBIYHO MPOBOJAT MPH MOBBIIICHHON TEMITEpaType B MOIXOJSIIEM PAacTBOPHUTEIIE, HAIPUMED
JTUTIONIEHOM alPOTOHHOM pacTBOpHTEINE, TaKOM Kak N,N-mumetrindopmaMu.

IIpoMexyToubie TpoxykThl hopmynsl Y-E-L% B koTopoit L* 0603HauaeT XJIOp, MOXKHO TOJIYYHTh U3 CO-
OTBETCTBYyIOIIETO coenuHeHus Gopmynsl Y-E-OH mytem oOpaboTKH XJIOPHPYIOIMIMM pPEareHTOM, TaKUM Kak
THOHWIXJIOPUA. PeakIiro oObIIHO MPOBOIAT B MOAXOMISIIEM PAaCTBOPUTEINE, HATIPUMED MPOCTOM IUKIMYECKOM
3¢upe, TAKOM Kak TeTparuapodypaH, WK XIOPUPOBAHHOM PAaCTBOPHUTEINE, TAKOM KaK TUXIIOPMETaH.

[TpomexxyTodHbIE TIPOAYKTHI (HOPMYITBI Y-E-L% B KOTOpOM L? o6o3HayaeT METHJICYTb(POHAT, MOKHO TIO-
Jy4UTh U3 COOTBETCTBYIOMIETO coenuHeHus Gopmyisl Y-E-OH myrem 00paboTKH aHTHAPUAOM METaHCYIb(O-
HOBOI KHCJIOTBI OOBIYHO B IPUCYTCTBUH OCHOBAHUS, HAPUMEP THAPUAA MISIOYHOTO METaJlIa, TAKOTO KaK TUj-
pun Hatpus. Peakunio oOBIYHO NMPOBOJST IPU MOBBIIIEHHOH TeMIepaType B HOAXOAAILIEM pacTBOpUTENe, Ha-
IpUMeEp AUMTOIFHOM allpOTOHHOM PacTBOpUTENE, TakoM Kak N,N-auMeTunpopMamu/.

IIpomesxxyrounsie mpoayktsl Gopmymsl (I1I), mpuBeACHHOM BEIIIE, MOXXHO ITOJIYYUTH IO PEAKIIUU COCIHHE-
Hus popmyisl Y-E-OH ¢ coenunennem dpopmyisr (VI)
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B koTopoii A, B, D, E, Q, X, Y u L aBisroTcsl TAKHMH, KaK ONPEJEICHO BHINIE; TIPHU YCIOBHIX, aHATIOTHY-
HBIX OMHUCAaHHBIM BBITIIE TSl peaknun coequHerus (V) ¢ coequaenneM Gopmysl Y-E-OH.

ANbTepHATUBHO, MPOMEXKYTOUHBIE MPOIYyKTHl Gopmyisl (III), mpuBeaeHHO# BBIMIE, MOKHO TOIYYUTH IO
peakimu coexuueust popmynsl Y-E-L? ¢ coemuuennem dopmyibr (VI), OIpeneIeHHOl BBILIE; IPH YCIOBHSIX,
aQHAJIOTMYHBIX OMMMCAHHBIM BBITIIE U peakunu coequHeHus (V) ¢ coequHeHneM HopMyIbl Y-E-L%

[IpomesxyTounsie POAYKTH (opMynsl (V), IPUBEICHHON BBIIIE, MOKHO IOIYYUTH MO PEaKIH COSANHE-
uust popmyisr Z-M' ¢ coemnennem popmyist (VI)), OnpeneneHHoil BBIIIe; IPH YCIOBHSX, AHANTOTHYHEIX OITH-
CaHHBIM BbIIIe Ui peakuuu coeaunenus (I11) ¢ coenuaeHreM GopMyIbI Z-M".

Eciu oHM He UMEIOTCS B MPOJAXKe, TO HCXOAHEIC BemecTBa Gopmyisl (VI) MOXKHO MOIyYUTh IO METOIHU-
KaM, aHaJIOTMYHBIM ONMCAaHHBIM B MPUJIATAeMbIX MIPUMEPAX, WK 110 CTAHIAPTHBEIM METOAUKAM, XOPOIIIO H3BECT-
HBIM B TaHHOHM 00JIACTH TEXHUKH.

Crnenyetr moHuUMath, uto Jr00oe coemunenue Gopmyinsr (1), mepBoHAYaNBHO MONYYSHHOHN MO JHOOOH W3
TIPUBEICHHBIX BBINIE METOAWK, MOXKHO, €CIIH 3TO IENecooOpa3Ho, 3aTeM IPEBPAaTUTh B APYroe COCIUHEHUE
dhopmyner (I) mo MeroankaMm, U3BECTHBIM B JaHHOW 00JacTH TeXHUKH. Hampumep, coenmHeHnue, B kotopoM E
o6o3Hagaet -C(O)-, MOKHO TIPEBPaTUTh B COOTBETCTBYIOIIEEe coequHeHne, B koTopoM E o6o3nagaet -CH(OH)-,
myTeM 00pabOTKH BOCCTAHOBHUTEIIFHBIM PEareHTOM, TAKHM Kak OOPOTHAPHUI HATPHSL.

Coenunenwne, B koropoM E o6o3nagaer -CH(OH)-, MO’KHO MpEeBpaTHTh B COOTBETCTBYIOIIEE COSTUHEHUE,
B KoTtopoM E o6o3nauaer -CH,-, myTeM HarpeBaHus ¢ 3JIeMEHTapHBIM H010M U (POCPHUHOBOM KUCIOTOH B YKCYC-
HOW KHUCJIOTE; WIH IyTeM 00pabOTKU TPUITHICHIAHOM U KHCIOTOW, HAIIPUMEP OPTaHUYECKOHN KUCIOTOM, TaKOH
Kak TpUPTOPYKCYCHAsI KUCIIOTa, WM KUACIOTOH JIbtouca, Takoil Kak qudTHI¢uUpaT Tpudropuna Oopa; win my-
TeM 00pabOTKH XJIOPTPUMETHICHIAHOM U HOAMIOM HATPHS, WIH N0 JABYCTATUIHON METOMKE, KOTOpAast BKIIIO-
yaeT (i) 00paboTKy THOHHIOpOMHIOM H (i1) 00pabOTKy IOIydEeHHOTO TaKUM 00pa3oM IPOAYKTa KaTaIH3aTOpOM
Ha OCHOBE MEPEXOJHOTO MeTaluia, HampuMmep ruapatoM (2,2'-ounmupunus)auxioppyrerus(ll), B npucyrcTBun
AT 1 ,4-muruapo-2,6-nume -3, 5-mupuauakapookcunara (3¢up XaHina) 1 OCHOBaHHS, HATIPUMEDP OpPTaHH-
YECKOT'0 OCHOBAHUS, TAKOTO KaK N,N-THI30IPOIIIITHIAMIH.

Coenunenne, B kotopoM E o603HauaeT -CH,-, MOKHO MPEBPATHTh B COOTBETCTBYIONIEE COSTUHEHHE, B KO-
topoM E ob6oznauaer -CH(CHj;)-, myTem 00pabOTKH METHIITATIOTEHUIOM, HAPUMEP METHITHOAUIOM, B TIPUCYT-
CTBHH OCHOBAHMS, TAKOTO KaK TeKCaMETIIIUCHIA3U/L JTUTHS.

CoennHeHHE, KOTOPOE COIACPKUT METOKCHMETOKCHMETHIIFHYIO TPYIITY, MOXXHO IPEBPATUTH B COOTBETCT-
BYIOIIICE COCTUHCHHUE, COJCpXKaIee THAPOKCUMETWIFHYIO TPYIITy, IMyTeM HArpeBaHUs ¢ HEOPTaHMYCCKOW KH-
CJIOTOH, HAIPUMEP XJIOPHUCTOBOJAOPOTHON KUCIOTOH.

CoenuHeHHE, KOTOPOE COJEPKUT TUAPOKCUTPYIIITY, MOKHO ANKIITUPOBATH ITyTeM 0OPaOOTKH MOIXOASIITHM
ANKWITAIOTCHUIOM B MPUCYTCTBUU OCHOBAHMSI, HATIPUMED THAPHIA HATPUS WK okcuaa cepedpa. CoennHeHMe,
KOTOpPOE COIEPKUT TMAPOKCUTPYIIITY, MOXHO IIPEBPATUTHh B COOTBETCTBYIOLICE (hTOP3aMEICHHOE COEANHEHHUE
myteM o0OpaboTku nudTHiIaMuHoTpudTOpraoM cepbl (JATC) mmm Ouc-(2-MeTOKCHUAITHI ) aMHUHOTPUPTOPHIOM
cepol (BATC). CoenuHenne, KOTOpOE COMEPKUT THAPOKCUTPYIITY, MOKHO TPEBPATUTh B COOTBETCTBYIOIIEE
T TOp3aMeNeHHOE COeIMHEHHUE 110 ABYCTAINIHON METOJUKE, KOTopas BKIOYaeT (i) 00paboTKy OKHCIUTENb-
HBIM PEareHTOM, HallpuMep THOKCHIOM Maprania u (ii) o0paboTKy MOJyd4eHHOTO TaKUM 00pa3oM KapOOHHMIICO-
Jieprkariero coequaenus ¢ momonipio JJATC.

Coenunenne, copepkamee N-OCH3UIBHBIN (PparMeHT, MOXKHO NPEBPATHTh B COOTBETCTBYIOIIEE COCAHUHE-
HUe, coaepxkamiee pparment N-H, myTeM KaTaquTHYIECKOTO THAPUPOBAHUS, OOBIYHO ITyTeM 00pabOTKU KaTaju-
3aTOPOM THAPUPOBAHMS, HATIPUMED MAJUIAIUEM Ha APCBECHOM YTIIC WM TUAPOKCHIOM MMaIaJns Ha YIie, B aT-
Mocdepe Bogopoa.

CoenuHeHne, KOTOpoe coaepkuT GpparMeHT N-H, MOKHO alKIIUpOBaTh IMyTeM OOpabOTKH IMOIXOSIIHM
ANKWITAIOTCHUIOM, OOBIYHO MPH MOBHINICHHON TEMIIEpaType B OPTaHMYECKOM PACTBOPHUTENE, TAKOM Kak arle-
TOHUTPWJI, WM MPH TEMIepaType OKPYKAaIOIIeH Cpeapl B MPUCYTCTBHH OCHOBAHHMS, HAPUMEp KapOOHATa IIe-
JIOYHOTO METalIa, TAKOTO KaK KapOOHAT Kayus WM KapOOHAT me3ns, B MOAXOAAIIEM PAacTBOPHUTENE, HaIPpUMED
JTUIONEHOM alpOTOHHOM pPAacTBOpHTENe, TakoM Kak N,N-auMermadopmamun. AJBTEpHATHBHO, COCIMHEHHE,
KoTopoe coaepkuT (parmenT N-H, MOXHO amKniIMpoBaTh IMyTeM OOpaOOTKH MOAXOSAIIAM aKWITO3UIATOM B
MPUCYTCTBUH OCHOBAHUS, HAIpUMEpP HEOPTaHUIECKOTO OCHOBAHMS, TAKOTO KaK THAPWA HATPHS, WU OpraHude-
CKOTO OCHOBaHWUs, Takoro Kak 1,8-muazadumukio[5.4.0]ynnen-7-ed (ABY).

CoenuHenne, KOTopoe coepkuT pparMenT N-H, MOKHO METHIIMPOBAThH IyTeM 00paboTKu hopmabaern-
JIOM B TIPUCYTCTBHH BOCCTAHOBUTEIHHOTO pearcHTa, HalpuMep TPHALETOKCUOOPOTUAPUIA HATPHSL.

CoenuHenne, KoTopoe comepxut pparmeHt N-H, MOXKHO anmimmpoBaTh MyTeM O0OpaOOTKHU IMOIXOSIIIM
XJIOPAHTUAPUIOM KUCIOTHI, HAPUMED allCTHIXJIOPHIOM WIIH MOIXOMSIINM aHTHIPHIOM KapOOHOBOW KHUCIIOTHI,
HANpUMEp YKCYCHBIM aHTHAPHUIOM, OOBIYHO MPH TEMIIEPAType OKPYKAIOIICH CPelbl B MPUCYTCTBUHA OCHOBAHHS,
HapUMEp OPraHMYECKOr0 OCHOBAHUS, TAKOTO KaK TPUITHIIAMUH WIH TUPUJIHH.

CoennHenne, KOTopoe coaepkut (parmenT N-H, MOXXHO TIpeBpaTUTh B COOTBETCTBYIOIIEE COCIMHEHHE, B
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KoTOpoM aToM aszoTa 3amereH C;-Cg-ankmicynb(GOHWIOM, HapuMep METWICYIb()OHMIBHON TPYIIOH, MyTeM
o6pabotkn moaxomsumM C,-Cg-alKuicyib(GOHMIXIOPUIOM, HAPUMEP METaHCYJIb(OHMWIXIOPUA, WIN HOAXO0-
M aHruapuIoM Ci-Ce-amkuncyab(hOHOBON KHCIOTHI, HAPUMEp aHTHIPHIOM METaHCYIh(HOHOBON KHCIIO-
TBI, OOBIYHO MIPU TEMIIEpAType OKPY’KaIOIMIeH Cpeibl B IPUCYTCTBHHA OCHOBAHUS, HAIIPUMEP OPTaHUYECKOTO OC-
HOBaHUS, TAKOTO KaK TPHATHIAMIH, N,N-THH30TIPOITAIATIIIAMIH WIA THPUINH.

CoennHenne, KOTopoe coaepkut (parmenT N-H, MOXXHO TIpeBpaTuTh B COOTBETCTBYIOIIEE COCIMHEHNE, B
KOTOPOM aTOM a30Ta 3aMeIleH aMHHOKapOOHWIIOM, ITyTeM 00paOOTKH IIMAaHATOM KaJIHs.

CoenuHenne, 3aMelieHHoe aMmuHOrpynmoi (-NH,), MOXHO MpeBpaTUTh B COOTBETCTBYIOIIEE COCTMHEHUE,
3amenieHHoe Ci-Cg-aNKuiacynb(QOHIIAMIHOTPYIIION, HAPUMEP METHICYIb(POHWIAMHHOTPYIIIION WX OUC-
[(C,-Cy)ankuncynbhoHMI |aMUHOT pYIIIOH, HanpuMep Orc-(METHWICYIb()OHUIT)aMHUHOTPYIIIOH, yTeM 00paboTKH
nogxonsmM C-Cg-ankmncyibdonrmiranoreaunom, Hampumep C;-Cg-aNkmicyabGOHMIKIOPUIOM, TAKUM Kak
METaHCYIb(QOHWIXIOPUI. AHAIOTHYHBIM 00pa3oM, COeANHEHHE, 3aMelleHHoe rupokcurpymmnoi (-OH), moxHo
NPEBPaTHTh B COOTBETCTBYIOIIEe coeanHenue, 3amemieHHoe C;-Cg-alnKuincynb(OHUIOKCUTPYIIION, HapuMep
METWICYTb()OHMIOKCUTPYIITIOH, TTyTeM o0pabotkn moxxonsmuM Ci-Cg-alIKuicyb(pOHIITIOTeHUAO0M, HaIPHU-
Mep C;-Co-asIKIIcynbHOHMIXIOPUIOM, TAKIM KaK METAHCYIb(OHUIXIOPHUI.

CoenuHenne, coaepxaiiee GparMeHT -S-, MOXHO TPEBPATUTh B COOTBETCTBYIOIIEE COSTUHEHHE, COICP-
xkamree ¢parmMeHT -S(O)-, myTeM 0OpabOTKH 3-XJIOPHEPOKCHOCH30WHON KHCIOTONW. AHAIOTHIHBIM 00pa3oM,
coenuHeHme, conepixkamiee ¢pparmeHT -S(O)-, MOKHO TPEBPATUTH B COOTBETCTBYIOIIEE COSAMHEHHUE, CONEpKa-
mee gparmeHt -S(O),-, myTeM 00pabOTKH 3-XJIOPIEPOKCHOCH30MHON KUCIOTONH. AJTbTEPHATHBHO, COSINHEHNE,
comepxamiee (hparMeHT -S-, MOKHO MPEBPATUTh B COOTBETCTBYIOIIEE COEIWHECHME, CoAepikamiee (GpparMeHT -
S(O),, myTem 00paboTKH OKCOHOM® (TIEpOKCUMOHOCYIB(hAT Kaus).

Coenunenue, conepxatuee (C;-Cq)aakmicynbGUHIIEHYIO TPYIITY, MOKHO IPEBPATUTh B COOTBETCTBYIO-
mee coeanHenue, coxepxamiee (C;-C)saIknicyab()OoKCHMUHIIBHYIO TPYIITY, 110 ABYCTaAWHHOW METOIMKE, KO-
Topas Bkirouaer (i) oOpaboTky 2,2,2-TpudTopaneTaMuIOM B MPUCYTCTBHHM OKCHIA MAarHUs, TUMeEpa arerara
pomusa(Il) u #ionGenzon-1,1-guanerar u (ii) 00pabOTKy MMOJYYEHHOTO TaKMM 00pa3oM BELIECTBA OCHOBAHUEM,
TaKUM KaK KapOOHAT HATPHSI.

CoenuHeHHe, cojepikaliee apoMaTHUeCKHid aToM a30Ta, MOXKHO IPEBPAaTUTh B COOTBETCTBYHomee N-
OKCHIHOE TIPOM3BOAHOE ITyTeM 00paboTKH 3-XIIOPIIEPOKCHOESH30HHOM KHCIOTOH.

BpomMdenunsHOE MPOM3BOAHOE MOXKHO MPEBPATUTH B COOTBETCTBYIOIIEE HEOOS3aTEIHHO 3aMEIIeHHOE 2-
OKCOTIMPPOJIUANH- | - eHMIbHOE HIH 2-0KCOOKCA3WIMANH-3-WIQEHIIEHOE MPOU3BOIHOE MyTeM 00paboTKH
MUPPOIAIIH-2-0HOM HITH OKCA30JMINH-2-0HOM WJIH €T0 HaJIeKaIrmuM 00pa3oM 3aMenIeHHBIM aHaIoroM. Peak-
U0 OOBIYHO TPOBOJAT MPH TIOBBIIMICHHOW Temmeparype B mnpucyrctBum Homumma memu(l), tpanc-N,N'-
JTUMETHIIHKIIOTeKCaH- 1,2-InaMuHa 1 HEOPTaHWMIECKOTO OCHOBAHUS, TAKOTO KaK KapOOHAT Kalws.

ApuibHOE WM TeTepoapwiIbHOE COeIMHEHHE, CO/IepIKallee aToM rajloreHa, HanpuMep Opoma mim ioxa,
MOXHO TIPEBPaTHTh B COOTBETCTBYIOIEE COEAMHEHHE, COJCprKallee HeoOs3aTeNbHO 3aMEIIEHHBIH apHIIbHbIH
WY TeTepOapUIIbHBIN (parMeHT, myTeM 00pabOTKH COOTBETCTBYIOIIMM 00pa30oM 3aMEIleHHOW apuil- WM reTe-
PpOaprIOOPOHOBOM KHUCIIOTOW WM €€ IUKINYECKUM 3(PHUpOM, 00pa30BaHHEIM C OPTaHMYECKUM JHOJIOM, HAIpH-
Mep NUHAKOJIOM, 1,3-MpOomaHAnoIOM WIM HEONEHTWIINIMKOIEeM. Peakiuio 0OBIYHO NMPOBOMAT B NPUCYTCTBUH
Karajgu3aTopa Ha  OCHOBE  TIEpexXOoAHOro  Meramia, Hampumep  [1,1'-Ouc-(mudenmndochuno)dep-
poueH | muxiopnamnaaus(Il), [1,1'-6uc-(mu-Tper-0yTrndocduno)pepponeH| muxiaopnamiaaus(Il), TeTpa-
kuc(tpudenmnpocun)mamranusa(0) wm quxaopouc-(tpudennndocun)namiamusa(Il), m ocHOBaHUA, HaPUMEP
HEOPTaHMYECKOTO OCHOBAHUS, TAKOTO KaKk KapOoHAT HATPHUS WM KapOOHAT Kauws, WK Gocdar Kaius, Wik GTo-
PHI KaIHs.

ApUIbHOE WIIN T€TepOapuiIbHOE COSAMHEHHE, COIepiKallee aToM TajoreHa, HampuMep Opoma wim Hona,
MOXHO TIPEBPATUTH B COOTBETCTBYIOIIEE COCAMHEHNE, COJIepiKalllee [IMAaHOTPYIITY, ITyTeM HarpeBaHUs ¢ [UaHHU-
nom meau(l).

ApuibHOE WIM TeTepoapwiIbHOE COeIUHEHHE, CO/IepIKallee aToM rajloreHa, HanpuMep Opoma mim ioxa,
MOJKHO JIETaJIOTeHUPOBATh IMyTeM 00pa0OTKH KaTaIM3aTOPOM THAPHPOBAHMS, HAPUMED MAJLIAIUEM Ha JpPEeBeC-
HOM YTJIe, B IPUCYTCTBUH peareHra IepeHoca BoJI0poa, TaKOro Kak (hopMHaT aMMOHHSI.

OOBIYHO coenMHEHMe, cojepikaniee (QyHKIMOHANBHYIO Tpyny -C=C-, MOXXHO IIPEBPaTHTh B COOTBETCT-
BYyIOIIlee COeNMHCHME, cofepikamee GpyHkuuoHansHyo rpymry -CH-CH-, myTem KaTaauTH4eckoro THIPHpPOBa-
HUS, OOBIYHO ITyTeM O0pabOTKH KaTalu3aTOPOM THIPHUPOBAHUS, HAIIPUMeEp MajUlaieM Ha APEBECHOM yIIe, B
aTMocdepe BoI0poia, HeoOs3aTebHO B IPUCYTCTBUH OCHOBAHMS, HATIPUMEP THAPOKCHUIA MIETIOYHOTO METallIa,
TaKOTO KaK THIPOKCUA HATPHS, WIM OPTaHUIECKOTO OCHOBAHHSA, TAKOTO KaK TPUITUIAMUH.

CoennHenne, coaeprkaliee MIPUITHUIBHYIO TPYIITY, MOKHO IIPEBPATHTh B COOTBETCTBYIOIIEE COEIHMHE-
HHE, Co/epXKallee MUICPUINHIIBHYIO TPYIILY, IMyTeM KaTaIUTHYeCKOrO TMAPHPOBAHMSA, OOBIYHO MyTeM oOpa-
0OTKM KaTann3aTopoM THAPHPOBAHHMS, HampuMmep okcuiaoM Iiatuael(IV), B atMocdepe Bomopona, 0OBIYHO B
NPUCYTCTBHH HEOPTaHMYECKOH KHUCIOTHI, HAIIPHIMEP XJIOPHUCTOBOAOPOTHOM KUCIIOTHI.

CoenuHeHue, conepxaliee 6-METOKCUITUPUANH-3-WIBHYIO TPYIIITY, MOXHO IPEBPATUTh B COOTBETCTBYIO-
Imee CoelMHEHNe, cojepikallee 2-0Kco-1,2-TUruaponupuanH-5-IBHYIO TPYIIy, IyTeM 0OpaOOTKH MUPHUAMH-
THAPOXJIOPHIOM HITH IIyTE€M HarpeBaHUs C HEOPraHWYECKOW KHUCIIOTOH, TAKOH KaK XJIOPHUCTOBOIOPOIHAS KUCIIO-
ta. [IyreM Mcmonp30BaHMs aHAIOTUYHOW METOAMKH COCIMHEHHE, comepkaiiee 6-MeTOKCH-4-MeTHIAPHINH-3-
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WIBHYIO TPYIITy, MOXHO IIPEBPAaTUTh B COOTBETCTBYIOIIEE COEAWHEHHE, coaepkamiee 4-meTmi-2-okco-1,2-
JUTHAPOIMPUINH-S-WIBHYIO TPYIITy; U COCOUHCHHUE, Ccojepxkaimiee 6-METOKCH-5-METHWIMUPUINH-3-MIEHYIO
TPyIIy, MOXHO TIpEBpaTUTh B COOTBETCTBYIOIIEE COCIWHEHHWE, cojepkaiiee 3-MeTHiI-2-0Kco-1,2-
JTUTHAPOITUPUINH-S-MIBHYIO TPYIIITY.

CoenuHenne, coaepxaiiee 2-0Kco-1,2-TuruaponupuInH-5-WIBHYIO TPYIILY, MOKHO IIPEBPATHTh B COOT-
BETCTBYIOIIEE COCNMHECHHE, ColepiKamiee 2-OKCOMUIEePUINH-S5-UIbHYIO TPYIITY, IyTeM KaTaIUTHYECKOTO THA-
pupoBaHus, OOBIYHO IMTyTeM 00pabOTKH ra3000pa3HBIM BOJAOPOIOM B MPUCYTCTBUHU KaTaIH3aTopa THAPUPOBAHHUS,
Takoro kKak okcun atuHbI([V).

CoenuHeHHE, COIepIKaIIee CIIOKHOAUPHBINA (parMeHT, Harpumep C,-Cy-allkOKCUKapOOHUITEHYIO TPYIIITY,
TaKyH0 KaK METOKCUKapOOHWIbHAS MM dTOKCUKApOOHWIBbHAS TPYIIIA, MOXKHO MPEBPATUTh B COOTBETCTBYIOIICE
coerHEHUE, coaepxkaiiee kapookcurpyny (-CO,H), myrem 00pabOTKH KHCIOTOMH, HAIPUMEP HEOPTaHMICCKON
KHCJIOTOH, TAaKOW KaK XJIOPUCTOBOIOPOTHAS KUCIIOTA.

Coenunenue, copepxkaiiee N-(TpeT-0yToKCUKapOOHWIBHBIH) (parMeHT, MOKHO NPEBPATHTh B COOTBETCT-
ByIOIllee coennHenue, coaepkamee gparment N-H, myreM oOpaOOTKHM KHCIIOTOMH, HAaIlpUMep HEOpraHHMYECKOH
KHCIIOTOH, TaKOH KaK XJIOPUCTOBOJOPOIHAS KUCIIOTA, UM OPTAaHUIECKOH KUCIIOTOM, TAKOW KaK TPUPTOPYKCYC-
Hasl KHCJIOTa.

CoenuHenwne, conepikaiiee cioxxHodgupHsiii pparment, Hanpumep C,-Cg-aTKOKCHKapOOHMIBHYIO TPYIIITY,
TaKyl0 KaK METOKCHKapOOHMJIBbHAS WIM STOKCHKApOOHMIBbHAS TPYIIa, albTEPHATHBHO MOXXHO ITIPEBPATHTH B
COOTBETCTBYIOIIEE COeMUHEHHE, coaepkamiee kapookcurpymmy (-CO,H), myrem 0O6pabOTKM OCHOBaHWEM, Ha-
prMep THAPOKCUIOM IIEIOYHOTO MeTayuia, BEBIOPaHHBIM M3 TPYIIIHI, BKIIIOYAIOMIEH THAPOKCHI JTUTHSA, THAPO-
KCHJI HATPUS U THAPOKCH] KaJWisl, WJIK OPTaHMYCCKUM OCHOBAHHEM, TAKUM KaK MCTOKCHJ HATPHS WA 3TOKCH]
HATpUSL.

Coenunenue, coaepkamiee kapookcurpymnmny (-CO,H), MOXHO IpeBpaTHTh B COOTBETCTBYIOIIEE COETUHE-
HHUE, CojeprKallee aMHUIHBIN (pparMeHT, myTeM OOpabOTKU XJIOPUIOM aMMOHUS WM TOJXOISAIIMM aMHUHOM B
MPUCYTCTBUH KOHJCHCHUPYIOIIECTO PEareHTa, TaKoro Kak 1-3Tui-3-(3-AuMeTHIaMIHOTIPOITHII)KapOO THUMHU /T, HITH
peareHra peakIMM COYeTaHWs, Takoro Kak |-[Oouc-(mumernnamuno)MmeTwmieH]-1H-1,2,3-tpua3ono(4,5-
b Jmupuanamii-3-okcuarexcapropdocdar (CATY).

CoenunHenwne, coaepxkaiiee kapooHwibHbIN (C=0) pparMeHT, MOXXKHO MPEBPATUTH B COOTBETCTBYIOIIEE CO-
equHenne, coaepxkamee pparment -C(CH3)(OH)-, myreM 00pabOTKH METHIMArHUHOPOMHIOM. AHATOTHIHBIM
obpazom, coenuaenne dpopmysl (1), conepxkamee kapooHmnbHBIH (C=0) GparMeHT, MOXKHO TIPEBPATUTH B CO-
OTBETCTBYyIoIlee coeauHenne, coxaepxkamee ¢parmenT -C(CF;)(OH)-, myrem o6pabotku (Tpudropme-
THJI)TPUMETIICHIAHOM U (TopuaoM nesus. CoenuHeHue, coaepxamniee kapoonmisHbd (C=0) ¢parMeHT, Mox-
HO MPEBPATUTh B COOTBETCTBYIOIIEE coequHeHue, conepxaiiee Gparment -C(CH,NO,)(OH)-, mytem 06paboTku
HUTPOMETAHOM.

CoenuHeHHe, cojepikaliee THAPOKCUMETIIIBHBIH (parMeHT, MOXKHO MPEBPATHTh B COOTBETCTBYIOIIEE CO-
eauHeHue, coxepxkaimee popmunbHblil (-CHO) dparment, myreM oOpaOOTKM OKHCIHTEIBHBIM PEarcHTOM, Ta-
KM Kak mepiomuHaH Jlecca-Maptuna. CoenuHeHHE, COIEpiKallee THIPOKCUMETHIBHBIH (parMeHT, MOXHO
MPEBPATUTh B COOTBETCTBYIONIEE COSAWHEHHE, COJEpIKaIIee KapOOKCUTPYIILY, IIyTeM O0O0paOOTKH OKHCIHTENb-
HBIM pEeareHTOM, TaKUM KaK TeTPampoNIaMMOHUHIIEPPYTeHAT. AHAJIOTHIHBIM 00pa3oM, COCIMHEHHE, COMIep-
xkamree gparmenr -CH(OH)-, MOXHO TpeBpaTHTh B COOTBETCTBYIOIEE COCIWHEHHUE, cojepikaiiee (pparMeHt
-C(0O)-, myreM 00pabOTKH OKUCIUTEIHHBIM PEAreHTOM, TAKUM KaK TETPaNpOIHIaMMOHUHUITEPPYTEeHAT.

CoennHeHne, coeprkaliee OKCOTPYIILy, MOXKHO MPEBPATHTh B COOTBETCTBYIOIIEE COCIMHEHHE, COIEpIKa-
niee TOKCUKapOOHMIMETIIINACHOBEIN (parMeHT, ImyTeM 00paboTku TprATUII(HOCHOHOAIIETATOM B IPUCYTCTBUU
OCHOBAHUS, TAKOTO KaK TUAPHUJI HATPHSL.

Eciu npu ucnonp30BaHUY JIF000M U3 OMUCAHHBIX BBIIIC METOIUK MOMYUYCHHS COCIUHCHUN, IPEAIaracMbIX
B HACTOSIIEM H300peTeHnn, 00pazyercst CMech NMPOAYKTOB, TO HCKOMBIH MPOAYKT MOXHO W3 HEe BBIICIUTH Ha
MOJXOIAIICH CTaJNU C TTIOMOIIBI0 OOBIYHBIX METOJMK, TAKUX Kak mpenapatuBHas BOXXX (BeicokoaddekTrBHAS
JKUJIKOCTHasE Xpomarorpadus) I KOJOHOYHAS XpoMaTorpadusi ¢ HCIOJIb30BAHUEM, HAIPUMEp, THOKCHAA
KpEMHUS W/WIIH OKCUA aTIOMUHUS BMECTE C MMOJXOIAIICH CHCTEMOU pacTBOPUTEIEH.

Ecim pu Bcnonp30BaHAN ONMMCAHHBIX BBIIE METOIUK MOJMYYCHHS COCIUHCHNH, peylaraéMbIX B HACTOS-
meM n3o0peTeHnn, 00pa3yeTcsi CMEeCh CTEPEON30MEPOB, TO ATH H30MEPhI MOYKHO Pa3eiUTh 110 OOBITHBIM METO-
nmukaM. B gactHOCTH, KOTZIa HEOOXOIUMO TOYIUTh KOHKPETHBIN 3HaHTHOMEp coenuHeHust Gopmysl (1), To ero
MOJKHO TIOJYYHTh U3 COOTBETCTBYIOLIEH CMECH SHAHTHOMEPOB 10 JF000# 0OBITHOM METOINKE pa3feseHHs YHAH-
THOMepoB. Tak, HanmpuMmep, ANacTePEON3OMEpPHBIE POU3BOIHBIC, HAIPUMEDP COJIM, MOXXHO HOJYYHTH MO peax-
UM cMecH SHaHTHOMepoB (Gopmyisl (1), HampuMep paremara, ¢ COOTBETCTBYIOUINM XUPATbHBIM COCAHHCHUCM,
HaNpUMEp XUPAITBLHBIM OCHOBaHHEM. 3aTEM JIHACTEPEOU30MEPHI MOXKHO PA3JCIUTh IO JTIOOBIM OOBIYHBIM METO-
JIUKaM, HallpUMEp IMyTeM KPUCTAJUTM3ALUU, ¥ BBIACITUTh HEOOXOIMMBIN 3HAHTHOMED, HApUMEp, IMyTeM oOpa-
OOTKH KHCIJIOTOM, ECIIM TUaCTEPEON30MeEp SIBISIETCS CONBbI0. B npyroit MeToanke paszaeneHus panemMar GpopMyIisl
(I) moxHO pasznmenuts ¢ nomornbsio xupaitbHoir BOXX. Kpome Toro, npu HeoOX0IMMOCTH KOHKPETHBIH YHAH-
THOMEP MOXHO MOJIYYUTh MYyTEM HUCIOIB30BAHUS MOIXOASIIETO XHPATHFHOT'O MPOMEXYTOYHOTO MPOAYKTa B OJ-
HOW M3 METOJIWK, OIMCAHHBIX BHIIIE. ABTEPHATHBHO, KOHKPETHBIN YHAHTHOMEP MOXHO IIOJIYYUTH ITyTEM IIPO-
BEJCHUS SHAHTHOMEPHO CIICIU(PHIECKOr0 (epMEHTATUBHOTO OMOJOTMYECKOTO MPEBPAIICHHUS, HAIIPUMEp TH-
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poJM3a CI0XKHOTO 3(QHpPa, C UCIOJIB30BAHUEM ICTEPa3bl C MOCETYIONIeH OYMCTKONW TOJIBKO SHAHTHOMEPHO YHC-
TOW 00pa3oBaBIIEHCs BCIEACTBUE THIPOJIN3a KUCIOTHI OT HENPOPEarupoBaBIlIero aHTHITO/IA - CI0XKHOTO ddupa.
Eciu HEoOX0aMMO TIOMYyYUTh KOHKPETHBIH T€OMETPUIECKUI M30Mep, MpeiaracMblii B HACTOSIIIEM H300peTe-
HHUH, TO JJIS MPOMEXYTOUYHBIX MPOJYKTOB WM KOHEYHBIX IPOIYKTOB MOXKHO HCIOJIB30BAaTh Xpomarorpaduio,
MEePEeKPHCTAILIN3AINIO U IPYTHe OOBIYHBIC METOJUKH pa3IeiCHHS.

B xozxe mpoBenenus 000 U3 yKa3aHHBIX BBIIIE TOCIEIOBATEFHOCTEH CHHTE3a MOXKET OKa3aThCs HEO0O-
XOJMMOM W/MITH KeNaTeIbHOH 3aliTa TyBCTBUTEIBHBIX WM PEAKIIMOHHOCIIOCOOHBIX TPYII B JITO00H M3 ydacT-
BYIOIIUX B PEAKIHAX MOJEKYJ. DTO MOXHO BBIOJHUTH C MOMOINBIO OOBIYHBIX 3aIIUTHBIX TPYIII, TAKUX Kak
onucaHHble B myOnukanusax Protective Groups in Organic Chemistry, ed. J.F.W. McOmie, Plenum Press, 1973 u
T.W. Greene & P.G.M. Wuts, Protective Groups in Organic Synthesis, John Wiley & Sons, 3™ edition, 1999.
3amuTHEIE TPYNIBI MOXHO YAAINTh Ha JIFOOOH MOIXOSIIEH MOCIeaYIOEeH cTaiuy 110 METOJMKaM, U3BECTHBIM
B JIAHHOW 00JIaCTH TEXHHKH.

[TpuBeneHHbIE HWKE HPUMEPHI MUTIOCTPHPYIOT TOJIyYEHHE COSAMHEHHH, MpeaaraeMblX B HACTOSILEM
N300pETEHUH.

CoenuHeHwus, peyiaraeMble B HACTOSIIEM H300peTeHNH, () (GEKTUBHO MOJABIISIOT CBSI3bIBaHKE (Iyopec-
mupytomero konbtorara ¢ TNFo ipu vcciienoBaHny ¢ IOMOIIBIO aHAIN3a NOJISAPU3ALUH (IyOPECICHIINH, OTIU-
CaHHOTO B HACTOSAIIEM M300peTeHNH. B NeHCTBUTENIFHOCTH MIPH MCCIIEJOBAHUH C TIOMOIIBIO 3TOTO COSINHEHNS,
mpeniaraeMbie B HacTosIeM u3o0peTeHnd, 0omamxaroT 3HaueHneM 1Csy, paBHbIM 50 MKM nim MeHee, 0OBITHO
paBHbIM 20 MKM WM MeHee, Jallle paBHBIM 5 MKM WM MeHee, 4Jaiie paBHbIM | MKM Wi MeHee, peaoyTH-
TeapHO paBHBIM 500 HM wim MeHee, B uaeanb,HOM ciiydae paBHbIM 100 HM wiu MeHee u 6oJee MpearnouTUTE b=
HO paBHbIM 20 HM wim MeHee (CTIennaIicTy B JaHHON 00JIaCTH TEXHUKH JTOJKHO OBITH OYEBUIHO, YTO MEHbIIIEE
3naueHue [Csy xapakrepusyeT 6osee akTHBHOE COSANHEHUE).

HexoTopble coenuHeHMs, MpeaiaraeMble B HACTOSIIEM H300peTeHuH, d((GEKTHBHO IOJABISIOT aKTHB-
HocTh TNFa B mMeromuxcs B mpoaxke morydeHHbix n3 HEK-293 kietkax penopTepHoOi THHUH, H3BECTHON Kak
HEK-Blue™ CDA40L. KneTrku 3TOi JIMHUW SBJSIOTCS CTAOWIBHBIMH TPaHC()EKTAHTAMH, SKCIPECCHPYIOIIHMHU
SEAP (cexperupyemasi sMOpHoOHaIbHas mienovHas ¢ocdarasa) npu peryIupoBaHUN MUHHUMAIBHBIM IIPOMOTO-
pom IFNP, cimuteiM ¢ 5 cesaseBatontumu 1eHTpaMu NF-kB. Cexperst SEAP sTuMu KieTkaMu ¢ ITOMOIIBIO
TNFo cTumymupyeTcss 3aBUCUMBIM OT KOHIleHTpanuu obOpa3om. [1o maHHBIM OHMOJIOTHYECKOTO HCCIECIOBAHUS
HEK-293, Takxe Ha3bIBAIOLIETOCS B HACTOSIIEM M300pPETCHUN UCCIECIOBAaHUEM PETIOPTEPHOTO reHa, HEKOTOPHIC
COEIMHEHUsI, Tpe/IaraeMbple B HACTOSIIEM M300peTeHnH, Xapakrepusytotcs 3HaueHneMm 1Csy, paBHbIM 50 MKM
WM MeHee, 00bIYHO paBHBIM 20 MKM nim MeHee, yaile paBHBIM 5 MKM WM MeHee, yamie paBHBIM | MKM win
MeHee, MPeIoYTHTeNIbHO paBHBIM 500 HM mim MeHee, B ueajdbHOM cirydae paBHbIM 100 HM wnu menee u 6o-
Jee TPeanoYTUTENbHO paBHBIM 20 HM M MeHee (Kak ¥ BBIIIE, CIICIMAIUCTY B JaHHOH OOJNAacTH TEXHUKH
JIOJDKHO OBITH OYEBUIHO, UTO MeHbIIee 3HaueHue [1Csy xapakrepusyeT 0oJiee akTUBHOE COSTMHEHNE).

AHamM3 NOJSIpU3aH (IIyOopEeCICHIHH.

[Monyuenue coenuueHus (A).

1-(2,5-Inmerunbensun)-6-[4-(munepasut- 1 -mmernn)hennn | -2-(mupuana-4-uimetnn)- | H-6eH3uMugazon
- HUKE B HACTOSIIEM M300peTeHNH Ha3biBaromieecs "coeqnHeHneM (A)" - MOKHO MOJYYHUTh 110 METOIHKE, OTIH-
canHoi B ipumMepe 499 B WO 2013/186229; niv 1o aHATIOTHIHON METOTUKE.

[Moxyuenue dryopecuupyroniero KOHbIOrara.

Coemunenne (A) (27,02 wmr, 0,0538 w™moms) pactBopstit B JIMCO (2 wmi).  5-(-6)-
Kap6okcudmyopecuenHcyknuHIIOBBbIH 2dup (24,16 mr, 0,0510 mmons) (Invitrogen catalogue number: C1311)
pactBopstm B IMCO (1 mi1) 1 monydanu sipKo->KeNThIH pacTBOp. DTU JBa pacTBOpa CMEUIMBAIN MPU KOMHAT-
HOHM TeMImeparype, cMech NnproOperana KpacHbli nBeT. CMech NepeMelrBaly Ipyd KOMHATHOW TeMIiepaType.
Bckope mocnie cmemmBanus OTOMpaIn aTiKBOTY o0beMoM 20 M1 1 pa3dasisuia B 80:20 cmecn AcOH:H,0 muis
anamm3a ¢ oMot JKX-MC ¢ ucronb3oBanneM cucteMbl 1200RR-6140 LC-MS. Ha xpomaTtorpamMmme oOHa-
PYKeHBI 2 OJU3KHX MO0 BpEMEHH IIIOUPOBAHMS MHUKA MTPU BPEMEHAX yIepKUBaHus, paBHBIX 1,42 u 1,50 muH, 00a
oteuaronmx macce (M+H)'=860,8 aT. ei1. Macchl, COOTBETCTBYIOIIME JBYM HPOLYKTaM, 0Opa30BaBIIMMCS C 5-
1 6-3aMeIIeHHBIMA KapOOKCH(IIYOPECIIEMHOBOM Tpymmoi. [[pyroii MK mpu BpeMeHU YICp)KUBaHUS, PaBHOM
2,21 muH, cooTBetcTBOBaT Macce (M+H)'=502,8 at. ex. Macchl, COOTBETCTRYIOmEMY coequneHmio (A). He 06-
Hapy»XeHbl IHKH Hempopearnposasuiero 5(-6)kapOokcuduryopecuenHCyKInHUIoBoro a¢upa. Ilnomany nukos
cocrasmsnu 22,0, 39,6 u 31,4% nns Tpex CUrHAJIOB, UTO yKa3blBalo Ha paBHYIO 61,6% cTemneHb IpeBpalieHus
9THX JIByX HU30MEPOB MCKOMOTO (hIyopecHypyIomero KOHplorara B 3TOT MOMEHT BpeMeHH. [loNoNHUTENbHbIC
AIMKBOTHI 00beMOM 20 MKJI OTOMpaiM Yepe3 HECKOJIBKO YacoB M 3aTeM I0CIIe IepEMEIINBAaHUS B TeUEHHE HOYH,
pa30aBisuIn, Kak ¥ BBIIIE, M aHATM3UpoBany ¢ nomomnpio XKX-MC. B 3T MOMEHTHI BpeMeHH CTEIeHb IpeBpa-
meHus Oblia HaiineHa pasHoi 79,8 m 88,6% coorBercTBeHHO. CMECh OUMIIAIM C IIOMOIIBIO MpPENapaTUBHOM
cuctembl BOXX ¢ Y®-gerexktupoBanuemM. O0beInHEHHBIC OYHUIIIEHHBIC (PAKIIMK CYITWIA BHIMOPaKHBAHUEM
U yoaneHust n30BITKa pacTBopuTes. [lociie cymkn BEIMOpaKMBaHHUEM BBIJICISIIIN OPAaH)KEBOE TBEPIOE BeIle-
cTBO (23,3 ™r), sxBuBaieHTHOE 0,027 MMOJIb ()ITyOpECIIUPYIONIETO KOHBIOTaTa, YTO COOTBETCTBOBAJIO TTOJHOMY
BBIXOJy PEaKINU M OYUCTKE C IOMOIIBI0 TpenapatuBHOi BOXKX, pasHOMY 53%.

Wurnbuposanue cBsi3bIBaHus (iyopeciupyomiero konstorara ¢ TNFao.
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Coenunenust uccinenoBanu npu 10 KoHUEHTpalusX, HauMHas ¢ 25 MKM, Npu KOHEYHOW KOHIEHTpaLUu
JAMCO mpu ananuse, paBHOH 5%, myTeM npeaBapuTensHoro mHKyonpoBanus ¢ TNFo B Teuenne 60 MuH mpu
Temriepatype okpyxatomeid cpeabl B 20 MM Tris (Tris - Tpuc(runpoxcumerminamuaomeTan)), 150 MM NaCl,
0,05% Tween 20, 3atem 100aBIsLTH (GIIyOpeCcHUPYIONINI KOHBIOTAT W JONOJIHUTEIBHO HHKYOHPOBAIIM TIPH TEM-
neparype okpysxatomei cpeast B reuenne 20 4. Koneunsle konnentpaunn TNFo u guryopecuumpyromniero Konb-
forata paBHsUIUCH 10 1 20 HM COOTBETCTBEHHO TPH ITOJTHOM 00BhEME HCCIICTyeMOTO pacTBOpa, paBHOM 25 MKII.
[I7aHIIeTHl CYNTHIBAIN B CYUTHIBAIOIIEM YCTPOICTBE IS ITUIAHIIETOB, CIOCOOHOM PETHCTPHUPOBATH IOJIAPH3a-
U0 QUIyopecIieHINH (HampuMep, B CYUTHIBatonieM yctpoiictBe Analyst HT; nim B cauThIBaroOImeM yCTpOHCTBE
Envision). 3nauenue ICsy paccuntsiBasu ¢ momompro XLfit™ (4-napamerpuyeckast JIOTHCTHYECKAs MOJIETB) C
HCTIONIb30BaHUEM TIporpaMMHOTO obecrieueHus ActivityBase.

YcTaHOBIIEHO, UTO 1O JaHHBIM HCCIIEIOBAHMS C MTOMOIIBIO aHATTN3a TOJIPU3AIH (DIIyOpECcieHIINT BCE CO-
eAWHEHN MpUIaraeMbIX IpuMepoB obmamamn 3HaueHusMu 1Csg, paBasiME 50 MKM i MeHee.

Takum 00pazom, 1Mo TaHHBIM UCCIIEIOBAHUS C TIOMOIIBIO0 aHAIN3A MOJSAPU3AIIH (IyOpECIICHIINN COeaNHE-
HUS, TIPUBCICHHBIC B IPUIArArOIIUXCs MpUMepax, o0manaroT 3HaueHusAMH [Cs), 00BIYHO HAXOMSIIUMICS B JHa-
naszoHe, coctapisitorieM ot npumepno 0,01 HM no mpumepno 50 MkM, yalie HaXOAAIUMUCS B JUANa3o0HE, CO-
crasisitonieM oT npumMepHo 0,01 HM no npumepno 20 MkM, yaiile HaXOASIMIMMUCS B JUANa30HE, COCTABIISIOIIEM
ot npumepHo 0,01 HM 1o mpumepHo 5 MKM, NPEANOYTUTENHHO HAXOASIMIMMHUCA B JUANa30HE, COCTABISIOLIEM
ot npumepro 0,01 HM mo mpumepHo 1 MKM, Gojee MPENMOYTHTENEHO HAXOISIIUMUCS B THANa30HE, COCTAB-
nsiroriieM ot puMepHo 0,01 1o mpumepro 500 HM, B umeaabHOM Clydae HaXOISAITUMUCS B JHANa3oHe, COCTaB-
nsirorieM ot npumepro 0,01 go mpumepno 100 HM, m Gosiee MPEATIOYTHTEIHLHO HAXOIANTUMHUCS B TUATa30HE,
cocrasisttoneM ot mpuMepHo 0,01 1o mpumepHo 25 HM.

HccrenoBanue pernopTepHOro TeHa.

Wurnbuposanue nHayupoBanHoi ¢ nomombio TNFo aktuBanun NF-kB.

Crumynuposanue kinetok HEK-293 ¢ momomsro TNFa npusoaut k aktuBauuu nytu NF-kB. JIunuto pe-
MOPTEPHBIX KIIETOK, UCHOIB3YIONIYIOCS Ui onpeaencHus aktuBHocTH TNFo, mpuobperanu y ¢upmsr Invivo-
Gen. HEK-Blue™ CD40L sBnstercst nuHuel ctaOmibHBIX TpaHchuuupoBaHHbIX kinetok HEK-293, skenpeccn-
pyrouux SEAP (cekpeTrpoBaHHas 3MOpHOHAIbHAS mienoyHas GocdaTasza) mon kourpoaem IFN MuHuManbHO-
T0 MPOMOTOpA, CIUTOTO C MAThIO cBs3bIBaomIUMU HeHTpaMu NF-kB. CekperupoBanne SEAP s>Tumu kietkamu
CTUMYJIMPYETCS] 3aBUCUMBIM OT KOHIEeHTpauuu obpazom ¢ nomombto TNFa npu ECsg, paBuoit 0,5 Hr/mn ms
TNFa gyenoseka. PasBeaenus coequnennii roroBuiu u3 10 MM ucxonnsix pactBopoB B IMCO (koHeuHast KOH-
nentpamms IMCO npu ananmse pasHa 0,3%) n nmonydanu nmocTpoeHHyo 1mo 10 Toykam 3aBHCHMOCTB AT 3-
KpaTHBIX CEPHIHBIX pa3BeJeHUN (HampuMep, KOHEUYHbIe KOHIIeHTpaluy, paBabie oT 30000 mo 2 aM). Pa3senen-
HOEe coeAnMHeHue npenBapureiabHo uHKyOmMpoBamn ¢ TNFa B Teyenme 60 MuH M 3areM nomemianu B 384-
JYHOYHBI IJIAHIIET AJIs1 MUKPOTUTPOBaHMS ¥ HHKYOupoBanu B TedeHue 18 u. Koneunas konnenrpamust TNFa B
TUTaHIIEeTe Ui aHanm3a paBHsiack 0,5 Hr/mMn. AxtuBHOCT, SEAP ompenensuii B HaI0CaTOYHON KUIAKOCTH C
HCIIONIb30BaHUEM CyOCTpaTa JJisi KOJIOPHUMETPUIECKOTO MCCIIeJOBAHUS, HAIIPUMED, CPEIBl Ui IETeKTHPOBAHUS
QUANTI-Blue™ mwm HEK-Blue™ (InvivoGen). lHrubupoBanue B IpoOLEHTaX Uil pa3BEJCHUI COeIMHEHUS
PacCUMTHIBAIIA B aHarazoHe oT KoHTpodbHOro JIMCO u MakcHMMalTbHOTO MHTHOMpOBaHUS (TPH W30BITKE KOH-
TPOJILHOTO coefuHeHus ), u 3HaueHust 1Csy paccunteiBany ¢ nomoinsio XL{it™ (4-mapamerpuueckas jJorucTuye-
CKasi MOJIeJTb) C UCITOJIb30BaHUEM MIPOTpaMMHOTO obecrieueHus ActivityBase.

YcTaHOBIIEHO, YTO IO JAHHBIM HCCIICAOBAHHS C MOMOINBIO aHAIN3a PETIOPTEPHOTO T'€HAa HEKOTOPHIE CO-
eWHEHNs, TPUBEJICHHBIC B MpHUJIAraloIinxcs npuMmepax, obmamanu 3HadeHusMH 1Csy, paBHbIME 50 MKM win
MEHee.

Takum 00pa3om, Mo JaHHBIM KUCCIICIOBAHUS C TTOMOIIBIO aHATU3a PEIOPTEPHOTO TeHa COCTUHCHHUS, TIPUBE-
JICHHBIC B MpPHJIATAIOIIUXCs mpuMepax, odmanamu 3HadeHusIMEA [Cs)y, 0OBIYHO HAXOMSAIIMMUCS B JUATa30HE, CO-
crapisitonieM oT npumMepHo 0,01 HM no npumepno 50 MkM, yaiile HaXOASIMIMMUCS B JUaNa30HE, COCTABIISIOIIEM
ot npumepHo 0,01 HM go npumepHo 20 MkM, yarie HaXOQAIIUMHUCA B IHANA30HE, COCTABIISIONIEM OT PUMEPHO
0,01 =M no npumepHo 5 MKM, MPeANnOYTUTENHHO HAXOASIIMMUCS B AMANa30HE, COCTABIISIIONIEM OT MPUMEPHO
0,01 aM g0 mpumepro 1 MKM, Goree IPEeaNOYTUTEILHO HAXOASIIMMHCS B TUANa30He, COCTABISIONIEM OT TIPH-
MmepHo 0,01 mo mpumepHo 500 HM, B HacalbHOM CiIydae HaXOSIIUMUCS B TUANa30HE, COCTABJISAIONIEM OT TpH-
MepHo 0,01 no mpumepno 100 HM, u Gosiee MPEATIOITHTETHLHO HAXOIANTUMHUCS B TUATIA30HE, COCTABIISIIOIIEM OT
npumepHo 0,01 1o mpumepHo 25 HM.

IIpumepbI

AOGOpeBHaTypHI.

JAXM - nuxiopMeraH,

EtOAc - sTmanerar,

MeOH - meranon,

JAMCO - numetmicynbdokcu,

EtOH - staHomn,

JUIIDA - N,N-1uu30nponisTUIaM1H,

JAM® - N,N-numeTtundopmamu,
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TI'® - Terparuapodypas,

Et,0 - nuatunossrii adup,

KJIU - 1,1'-kapOoHUIINUMAIA30IT,

AcOH - ykcycHast KuCoTa,

HUIIC - uzonponaHo,

JANAJL - nuu3onponuia3zoaukapOOKCHIIAT,

XX - nupuanHURXIOpXpOMAT,

JIAJI - nuu3onponuiIaMu JTUTHSL,

LiHMDS - 6uc-(TpuMETHUICHIII )aMU I JTUTHS,

JIDA - nu3THUNIAaMUH,

TOA - TpusTUNIaMUH,

AIBN - 2,2'-(E)-nuazen-1,2-aunnbuc-(2-MeTHIIPOTIaHHUTPHIL ),

TBAB - tpu-tper-0yTundochonuiiterpadpTopdbopar,

Pd(dppf)Cl, - [1,1'-6uc-(mudenundocduno)peppoueH]nuxnopnamiagui(1l),
Pd,(dba); - Tpuc(aubenznnuaenaneron)unanaanii(0),

X-Phos - 2-gumuknorexcmidochuno-2',4',6'-rpur3onponuiIOng eHII,
Ir(fppy)s - Tpuc[2-(4,6-xudropdenmn)mupuanaato-C2 N uprmmii(111),
Karanuzarop Ilepimana - runpokcu nauiaaus Ha yriie,

I'ATY - 1-[6uc-(mumermmamuno )MetuiieH |-1H-1,2,3-tpuazono[4,5-b Jrupuannanii-3-okcuarekcagropdoc-

Sudan III - 1-[(E)-{4-[(Z)-pennnanazennn|pennn } nuazeHus |HaTannH-2-071,

4 - gac(bl),

M - macca,

KT - komHaTHas TeMnepaTypa,

BY - Bpems ynepkuBaHus,

BOXX - BbicOkOa(h(heKTHBHAS KUIKOCTHAS XpOoMaTorpadus,

KXMC - sxugkocTHasE XpoMaTorpadus-Macc-CrieKTPOMETPHSL.

Howmenknatypa.

HazBanus coemuHeHMI TOMy4YeHbI ¢ TIOMOIIBI0 iporpamMmmMHoro obecnieuenuss ACD/Name Batch (Network)

version 12.0.

VcnoBus IIPOBCACHUA aHaJInu3a.
Bcee peaKuur, B KOTOPBIX HMCIOJB30BaJIM PEAarcHTbl, YyBCTBUTCIIBHBIC K BO3H€ﬁCTBHIO BO3JyXa WM BJIary,

MMpOBOAUJIN B aTMOC(l)epe a30Ta ¢ UCIIOJIb30BAHUEM BBICYIHICHHBIX paCTBOpI/ITeJIeﬁ H CTEKIISTHHOMI MOCYybI.

Jannbie 2KXMC nonydanu ¢ ucnons3oBanueM meronuk A-F umu ¢ nomomsro BOXX-MC. IIpenaparus-

Hyro BOXX Bcex coequHEHUH, TSI KOTOPBIX 3TO OBLTO HEOOXOIUMO, MIPOBOIUIIN C MCIIOIF30BAaHUEM Iperapa-
THBHBIX METOIUK A-D.

Mertonuka A.

Komonka - Waters Atlantis dC18, 2,1x100 MM, 3 MKM.
[onmsmxHas daza A - 0,1% MypaBbHHON KHCIOTHI/BOJIA.
[onsmxHuas daza B - 0,1% MypaBEHHOI KHCIOTH/alleTOHUTPHIL.

[Iporpamma rpaTueHTHOTO pekuMa (ckopocTh motoka 0,6 Mi/mMuH, TemnepaTtypa koyoHku: 40°C):
Bpewms A, %B, %

0,00 95,0 5,0
5,00 0,0 100
5,42 95,0 5,0
7,00 95,0 5,0
Meroauka B.

Kononka - Waters Atlantis dC18, 2,1x50 MM, 3 MKM.

[Monswxuas daza A - 0,1% MypaBEHHOI KHCIIOTBI/BOJIA.

[Monswmxuas daza B - 0,1% MypaBbHHON KHCIOTHI/alleTOHUTPHIL

[Tporpamma rpagueHTHOTO pexuMa (ckopocTh notoka 1,0 Mi/mMuH, TeMneparypa kosonku: 40°C):
Bpewms A, %B, %

0,0 95.0 5,0
2,5 0,0 100
2,7 0,0 100
3,0 95,0 5,0
Meroanka C.

Komonka - Waters Atlantis dC18, 2,1x30 MM, 3 MKM.
[onsmxHas ¢aza A - 0,1% MypaBbHHON KHCIOTHI/BOJIA.
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[Monswxuas daza B - 0,1% MypaBbHHON KHCIOTHI/alleTOHUTPHIL

[Tporpamma rpagueHTHOTO pexuMa (ckopocTh notoka 1,0 Mi/mMuH, TemMneparypa kosonku: 40°C):
Bpems A, %B, %

0,0 95,0 5,0
1,5 0 100
1,6 95,0 5,0
2,0 95,0 5,0
Mertonuka D.

Kononka - Phenomenex Kinetex-XB C18, 2,1x100 MM, 1,7 MKM.
[Monswxuas daza A - 0,1% MypaBEUHOI KHCIIOTBI/BOJIA.
[Monswxuas daza B - 0,1% MypaBbHHON KHCIOTHI/alleTOHUTPHIL

[Tporpamma rpagueHTHOTO pekuMa (ckopocTh notoka 0,6 Mi/MuH, TeMneparypa kosonku: 40°C):
Bpewms A, %B, %

0,0 95,0 5,0
53 0 100
5.8 0 100
59 95,0 5,0
Metonuka E.

Komonka - Phenomenex Gemini C18, 2,0 MMx100 MM, 3 MKM.
[MoxewxHas daza A - 2 MM OukapOoHaTa aMMOHUS/BOA.
[MoxswxHas daza B - aneToOHUTpHIL.

[Iporpamma rpaTueHTHOTO pekuMa (ckopocTh rotoka 0,5 mu/mMuH, TemnepaTtypa kosoHku: 50°C):
Bpems A, %B, %

0,0 95,0 5,0
5.5 0 100
5.9 0 100
6,0 95,0 5,0
Mertonuka F.

Kononka - Phenomenex Gemini C18, 2,0 MMx50 MM, 3 MKM.
IMonswxuas daza A - 2 MM OukapOoHaTa aMMOHHS/BOJIA.
IMonmsuxHas ¢asza B - anleToHUTpHIL.

[Tporpamma rpagueHTHOTO pexuMa (ckopocTh notoka 1,0 Mi/mMuH, TeMneparypa kosonku: 60°C):
Bpewms A, %B, %

0,0 99,0 1,0
1,8 0 100
2,1 0 100
2,3 99,0 1,0
BOXX-MC.

Kononka - Waters Acquity UPLC, BEH C18, 2,1x50 mm, 1,7 MkM.

[onmsmxHas ¢aza A - 10 MM popmuaTta ammonus+0,1% ammuaxa.

IonsmxHuas ¢aza B - anerorntpunt+5% Boasi+0,1% amMuaxka.

[Iporpamma rpaIueHTHOTO pekuMa (cKopocTh rmotoka 1,0 mu/mMuH, Temnepatypa kosoHku: 40°C):

Bpewms A, %B, %
0,00 95,0 5,0
0,5 95,0 5,0
1,75 50 950
2,00 50 950
2,75 95,0 5,0

IIpenapatuBHas MeToAuKa A.

Kononka - Waters Sunfire, C18, 30x100 mm, 10 MKM.

IMonswxuas daza A - 0,1% MypaBEUHOI KHCIIOTBI/BOJIA.
Ionsmxnas ¢aza B - 0,1% MypaBEHHOI KHCIOTH/allEeTOHUTPHIL.
[Iporpamma rpaiueHTHOTO pekuMa (CKOPOCTh MoToka 40 MII/MUH):
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Bpewmst A, %B, %

0,0 75,0 25,0
2,0 75,0 25,0
2,5 70,0 30,0
18,5 0 100
21,5 0 100
22,5 99,0 1,0
23,0 99,0 1,0

IIpenapatuBHast meTosiuka B.

Kosonka - Waters Sunfire, C18, 30x100 MM, 10 MKM.
[MonmsmxHas ¢aza A - 0,1% MypaBbHHON KHCIOTHI/BOJIA.
Ionsmxnas ¢aza B - 0,1% MypaBEHHOI KHCIOTH/alleTOHUTPHIL.

[Iporpamma rpaueHTHOTO pekuMa (CKOPOCTh MoToka 40 MJI/MUH):
Bpems A, %B, %

0,0 95,0 5,0
2,0 95,0 5,0
2,5 90,0 10,0
18,5 0 100
21,5 0 100
22,5 95,0 5,0
25,5 95,0 5,0

[IpenapatusHas metoauka C.

Komonka - Waters Sunfire, C18, 19x100 MM, 5 MKM.
[MoxBwxHas daza A - Boja.

[MoxswxHas daza B - aneToHUTpHIL.

[Iporpamma rpaiueHTHOTO pekuMa (CKOPOCTh MOoToka 20 MII/MUH):
Bpemst A, %B, %

0,0 95,0 5,0
2,0 95,0 5,0
2,5 90,0 10,0
145 0 100
16.5 0 100
17,0 95,0 5,0
19,0 95,0 5,0

IIpenapatuBnas metonuka D.

Kononka - Waters Sunfire, C-18, 30x100 MM, 5 MKM.
[onsmxuas daza A - 0,2% ruapoxcuaa aMMOHHS/BOIA.
IMonswxuas daza B - 0,2% ruxpokcuaa aMMOHUS/ale TOHUTPIIL.

HporpaMMa C UCIIOJIb30BAHNUEM M30KPATUYCCKOTO pCKUMa (CKOpOCTL IIOTOKa 40 MJ'I/MI/IH)Z
Bpewms A, %B, %

0,0 95,0 5,0
2,0 85,0 15,0
12,0 70,0 30,0
12,5 50 950
15,0 50 950
15,5 95,0 5,0

[Tpomexxyrounbrii mpoaykr 1. (2,4-JIuMeTHIIMTAPUINH-3 -1 )METaHOIL.

K pactBopy atnin-2,4-guMmernunnupuani-3-kapookcunara (2 r, 11,2 mmonp) B 6e3BogaoM TT'D (10 M),

MpeIBapUTENLHO OoXIaxaeHHOMY 10 -10°C, mopuusmu mo6aBnsin 2,4 M pacTBop amomoruapuaa jutus (9,3
M, 22,4 MmMoub). [lepemermnmBanme ipoaobkany B Tedenne 16 4. [To kammsam mo6asisimy Boxy (0,8 M), 3atem
15%-ub1i1 BogHbIH pacTBOp THApokcuaa Hatpus (0,8 MiT), 3aTeM TOMOTHUTEIHHOE KOJIHMYECTBO BOIHI (2,4 Mi).
Peakmonnyto cmech nepemenmBaiy npu KT B Tedenue 1 4, 3atem skcTparuposanu ¢ nomouipo JIXM (2x100
Mmi). Opraamyeckue Ga3bl 00beAUHIN, Cymmin Hax Na,SO, v dunbTpoBasid. PacTBOpUTENS yAAIAIN B BaKyy-
Me U mosrydanu uckomoe coenunaenue (1,53 r, 100%) B Buge 6emoro TBepaoro Bemectsa. Metomuka B, BOXKX-

MC: MH+ m/z 138, BY 0,26 muH.

IMpomexyrounstit nponykr 2. (1,4-Aumernn-1H-1,2,3-tpuazon-5-m)meranou.
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Momyyamu w3 3twin-1,4-mumerun-1H-1,2,3-tpua3on-5-kapOokcuinara Mo METOAUKE, aHAJOTHYHON HCITOIb-
30BaHHOH IS TIOMYYEHUS ITPOMEXYTOUIHOTO mpoaykTa 1. oy (500 MI'n, CDCls) 4,50 (s, 2H), 3,87 (s, 3H), 2,08
(s, 3H).

IMpomexyrounstit npoxaykr 3. (1,2,4-Tpumerni-1H-umunazon-5-um)MeTanos.

[Momy4yanu w3 MPOMEXYTOYHOTO MPOAYKTA 18 M0 METOIVKe, aHAIOTHYHOW MCIIONB30BAaHHOHN IS MOJTyde-
HUS TPOMEKYTOYHOTo mpoaykra 1. &y (500 MI'n, CDCl,) 4,55 (s, 2H), 3,54 (s, 3H), 2,34 (s, 3H), 2,14 (s, 3H).
Meronuka B, BOXX-MC: MH+ m/z 141, BY 0,25 mun (100%).

[Ipomexxyrounbrit mpoaykrt 4. (3,5-JluMeTmmupuna3uH-4-1m1)METaHOT.

[Momyyanu w3 MPOMEXYTOYHOTO MPOAYKTa 14 M0 METOIWKe, aHAIOTHYHOW MCIIONB30BAaHHOHN IS MOTyde-
HUS IPOMEXKYTOUYHOTO mpoaykTa 1. 8y (500 MI'u, CDCly) 8,85 (s, 1H), 4,78 (s, 2H), 2,81 (s, 3H), 2,48 (s, 3H).

[TpomexxyTodHbIH TPOAYKT 5. (6-XIOpIHpa3HH-2-HIT)METAHOM.

[Momyyanu U3 MeTHI-6-XJIOPIHpa3UH-2-KapOOKCHIaTa O METOIUKE, aHAJOTMYHON HCIOIB30BAaHHON IS
MOJYYEHHUS TIPOMEXYTOUHOTO poaykra 1. Meronuka B, BOXKX-MC: MH+ m/z 145-147, BY 0,84 mun (83%).

ITpomexyrounslit npoaykt 6. {5-[(Merokcumerokcu)merui]-1,3-mumermi-1H-nupaszon-4-wn} MmetaHour.

[Moxyganu U3 MpoMeXXyTOYHOTO MpoayKTa 19 1o Meroanke, aHAJIOTMYHOW MCIOJIB30BAaHHOW /ISl MOJTyde-
HUS POMEXyTOIHOTO TipoaykTta 1. oy (500 MI'i, CDCly) 4,62 (s, 2H), 4,60 (s, 2H), 4,48 (s, 2H), 3,84 (s, 3H),
3,34 (s, 3H), 2,28 (s, 4H). Meronuka B, BOXXX-MC: MH+ m/z 201, BY 0,97 mun (100%).

IMpomexyrounstit npoxykr 7. [1,5-[nmeriin-3-(MeTriacynbhaHmt)Iupa3on-4-1iMeTaHoI.

[Moxyganu U3 MpPOMEXyTOYHOTO MPOAYKTa 34 MO METOAMKE, aHAJIOTHYHOW MCIIOJIB30BAaHHOM /ISl MOJTyde-
HHS IPOMEXyTOoYHOTro nponaykra 1. BOXXX-MC: MH+ m/z 173, BY 0,16 muH.

[Ipomexxyrounbrii mpoaykT 8. Dtuin-(2E)-2-aneTnin-3-MeToKCHOyT-2-eHoarT.

K pactBopy sTmn-2-anertui-3-okcodyranoara (4,53 mu, 29,04 mmons) B MeOH (20 mi) u TT'® (30 mu)
npu KT nobGasmsiin 2 M pactBop (auazometwn)(TpuMmetwi)cuiana (36,3 mir). PeakiimoHHYIO0 CMeCh MepeMelin-
Banu nipu 40°C B TeueHue 2 4, 3aTEM PEAKIIUI0 OCTAHABIMBAIN YKCYCHON KucioToi (5 mir). PactBopurens yua-
nsima B Bakyyme. Octarok pactBopsid B JIXM (30 mi1) ¥ mociieZIoBaTeIbHO MPOMBIBATTH HACKIIIEHHBIM BOHBIM
pactBopom NaHCO; (20 mur) u pacconom (20 mur), 3aTtem cymminu Hax Na,SO4. HeouunimenHoe BEmEeCTBO O4H-
K C MOMOIIbI0 KOJIOHOYHOW XpoMaTorpaduul ¢ MCIoib3oBaHHEM TpanueHTHoro pexxuma 0-70% EtOAc B
renTaHe v noiaydyanu uckomoe coeaunenue (3 r, 55%) B Bune npospaunoro macia. Meroauka B, BOXX-MC:
MH+ m/z 187, BY 1,40 mun (90%).

[TpomexxyTouHbIi NPOAYKT 9. DTHI-4,6-TMMeTHI-2-(METHIICY I aHWII ) TUPUMHIUH-5-KapOOKCHIIAT.

K pactBopy npomesxxyrouHoro npoaykra 8 (3 T, 16,11 mmomns) B EtOH (20 mir) nobaBmsiin kapOoHAT Kaust
(2,45 1, 17,72 mmons) u MeTwikapoamumugotuoarcyinbdar (2:1) (3,5 mi, 16,11 mmons). Peaknnonnyio cMech
nepememuBain npu 80°C B Teuenue 2 4, 3atem npu KT B Teuenne Houn. CMech KOHIICHTPUPOBAIHN B BaKyyMe.
Ocratok pactBopsuid B EtOAc (30 mur) 1 mocieoBaTebHO MPOMBIBaIH Boaoi (20 M) m paccosom (15 mu),
3areM cymmnn Han Na,SO,. PactBopurens ymamsmn B Bakyyme. [lomydeHHOE HEOUHMIIEHHOE XKENTOE MAacio
OYHINAIN ¢ IOMOIIBI0 KOJIOHOYHOM XpoMaTorpaduu ¢ UCIOIb30BaHUEM I'paneHTHOTO pesknma 0-25% EtOAc B
renTaHe W MOIyJaiau UcKoMoe coenunenue (2 r, 55%) B Bunme npospaunoro macia. Meroanka B, BOXX-MC:
MH+ m/z 227, BY 1,97 mun (97%).

[Mpomexyrounstit npoaykr 10. [4,6-Aumernin-2-(MeTHIICYTb()aHIIT) TMPUMHUAIMH-5-1IT|METAHOJI.

K pactBopy npomexyrouHoro npoaykra 9 (2 T, 8,84 mmouns) B 6e3BogHOM TI'® (20 MIT), OXITaXKICHHOM /10
0°C, npu mepeMeIBaHul MeUIeHHO 100aBisuin 2 M pactBop amomoruapuia autust (4,42 mi, 8,84 Mmorb).
Peaknmonnyto cmeck nepemermBaiy npu 0°C B TedeHue | 4, 3aTeM peakIMIO OCTaHABJIMBAIM ITyTEM Helpe-
PBHIBHOTO MeieHHOTO nobamienus Boasl (0,3 mir), 1 M BogHOro pactBopa ruapokcuna Hatpus (0,3 M) u mo-
TIOJTHUTEJILHOTO KonmdecTBa Bogbl (0,9 MiT) ¢ mpoMexxyTKkaMu BpeMeHH, paBHBIMU 10 muH. [lomydeHHbIN OembIit
TOHKOJYICIIEPCHBIH 0Ca/I0K YAaIsIM (GHILTPOBAHHEM U MpoMbIBaAM ¢ nomorbio EtOAc (2x20 min). @unbrpar
cobupanu u cymmwm Hax Na,SO,, 3aTeM pacTBOPUTENb YAALUM B BakyyMe. [lomydeHHOE HEOUHIIEHHOE IIPO-
3payHOE MAci0 OYHINAIN C MOMOIIBI0 KOJIOHOYHON XpoMaTorpadpuu ¢ HCIOIB30BAHNEM TPAIUEHTHOTO PEKUMa
0-100% EtOAc B rentane u moxydann uckomoe coenuHenue (1 r, 55%) B BUIe mpo3padHOro Macia, KOTOpoe
KPHUCTAJUIN30BaJIOCh IpH BhLAepkuBaHNH. Metonuka B, BOXXX-MC: MH+ m/z 185, BY 1,25 mun (87%).

IIpomexyrounsrit mpoaykr 11. (4,6-uMeTHITUPUMUATUH-S5 -MIT)METaHOI.

K pactBopy npomexyrounoro npoxaykra 10 (800 mr, 3,9 mmons) B EtOH (30 M) no6asmnsiinm Hukens Pe-
Hes (cycrneHsus B Boae, 4 mi, 23,45 MMoIb), 1 cMech IepeMeInBain B atMocgepe azora npu 80°C B TedeHue
15 4. To6aBnsuid JOMOTHUTEIBHOE KOTHUeCTBO HUKes Penes (8 mur, 47 MMonb) U cMech HarpeBau mipu 100°C
B TeueHne 3 4, 3aTeM oxuaxaanu 10 KT, ¢puisTpoBanu uepes ciioil menurta u MpoMbIBaid ¢ moMolnso MeOH
(100 mum). OcTaToK OYMIIAIN C TOMOIILI0 KOJIOHOYHOW XpoMarorpaduu ¢ NCIOJIB30BAaHUEM TPAaJUEHTHOTO pe-
xkuma 0-10% MeOH B XM u nonydanu uckomoe coeaunenue (276 mr, 51%) B Buge 0e10ro TBEpIOro Belle-
cTBa. Oy (250 MI'y, CDCL;) 8,87 (s, 1H), 4,80 (s, 2H), 2,62 (s, 6H). Metoauka B, BOXXX-MC: MH+ m/z 139,
BY 0,44 mua (>95%).

[TpomexxyTounbIit mpoaykT 12. DTHII-3-0kc0-2-(2-0KCOATHIT)OyTaHOAT.

[Ipu mepememmBaHUK K PacTBOPY ATHI-2-aneTiinenT-4-eaoara (90%, 4 r, 21,15 mmons) B cmecu [IXM
(120 mur) m MeOH (12 mur) mob6asnsmm Sudan 111 (4 Mr) 1 moTy9any KpacHBIH/PO30BBIA pacTBOp. PeakmmoHHy0
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cMech oxJaxaanu Ao -78°C, 3areM depe3 cMech NPOIyCKall 030H JO UCYE3HOBEHHS SIPKO-OPAaHKEBON OKpacKu
(B Teuenne npuMepHO 4 4). 3aTeM OAHON MopIiHel 100aBsuH TprudpeHmipochrH Ha MOTUMEPHOH o utoxKKe (16
T, congepkanue 1,4-2,0 MMOJIB/T) B PEaKIIMOHHYIO CMECh OCTaBIISUTH HAIPEBAThCS JI0 TEMITEPATYPhl OKPYKAFOIICH
cpensl. [lepemernBanue MpoAODKAIN B TEUEHHE €IIE 2 U, 3aTEM MOJIUMEp yIalsui GuiabTpoBanueM. OuibTpaT
KOHIICHTPUPOBAIH B BakyyMme. OCTaTOK O4YHMINAIM C MOMOIIBIO XpoMaTorpaduu ¢ NCTosb30BaHneM Biotage u ¢
WCIIONIB30BaHUEM IpaaueHTHOTO pexnMa EtOAc/rentan u moiryganu uckomoe coeguaenue (1,25 r, 31%) B Buzme
xkenrtoro Macina. oy (250 MI'u, CDCl,) 9,75 (s, 1H), 4,21 (q, J 7,1 T'y, 2H), 4,03 (dd, J 7,9, 5,7 I'u, 1H), 3,19 (dd,
J119,2,7,9 I'n, 1H), 3,00 (dd, J 19,2, 5,7 I'n, 1H), 2,37 (s, 3H), 1,28 (t, J 7,1 T'n, 3H). Metoauka B, BOXXX-MC:
MH+ m/z 173, BY 1,33 mun (85%).

[Tpomexxyrounbrit mpoaykT 13. DTwiI-3-MeTHIMpUaa3uH-4-KapOOKCHIIaT.

[Tpn nmepememBaHuM K pacTBOpy MpoMexyTodHoro npoaykra 12 (1,24 r, 0,01 moxs) B EtOH (14 min) npu
0°C mo karursm gobasism pactBop ruapasunruapara (0,32 mi, 0,01 momns) B EtOH (6 mur) (1:1). Peakionnyro
CMECh OCTAaBJISUIM HarpeBaThCs 0 TEMIIEPATyphl OKPY)KalOIIei Cpeabl U MepeMenInBaHie MPOJ0IDKAIN B Teue-
Hue emte 2 4. Jlo6asnsuin Hutput Hatpus (0,76 T, 0,01 mois) B Boge (0,5 Mi1), 3aTeM yKCYCHYIO KUCTOTY (3 MiT)
HepeMeIInBaHne MPOJOIDKAIN B TeueHue eme 2,5 4. /lo6aBnsiam HachleHHbIH Boaublid pactBop NaHCO; mo
obecnieueHust pH 8, 3aTeM peakIIMOHHYIO cMech 3KcTparupoBainu ¢ nomoirsio EtOAc (3x20 mir). Oprannveckue
9KCTPAKThl 0OBEIUHSAIN U IPOMBIBAII CMECHIO BOJIBI U paccosa coctaBa 1:1 (30 mur), 3atem pacconom (15 mi),
3ateM cymd Hagy MgSQO,4 u punbTpoBanu. PacTBoputens yaamsuii B BakyyMme. OCTaTOK OYHIIANIN C TIOMOIIBIO
XpoMaTtorpadguu ¢ UCTIOIb30BaHHEM Biotage u ¢ MCoIp30BaHUEM TpagueHTHOTO pexknMa EtOAc/renTan u mo-
JMyJanmu uckomoe coexunenue (535 mr, 45%) B Buae kpacHOro TBepaoro BemecTea. oy (500 MI', CDCl;) 9,26
(d,J5,1 T, 1H), 7,86 (d, J 5,1 I'u, 1H), 4,44 (q,J 7,1 ', 2H), 3,01 (s, 3H), 1,43 (t,J 7,1 ', 3H). MeTonuxa B,
BOXX-MC: MH+ m/z 167, BY 1,29 mun (100%).

[Ipomexyrounbrii mpoaykT 14. Dtwi-3,5-muMeTnnnupuaazuH-4-kapOoKCHaT.

T'unpat cynbdara xemeza(ll) (1:1:7) (720 mr, 2,59 MMoIIb), MpeABAPUTENHHO PACTBOPEHHBIHN B Boje (1 M),
u TpeT-OyTraruaponepokcun (6 M pactBop B HoHane, 0,4 M) IpH NepeMEIINBaHUN TIPH TEMIIEPaType OKpY-
JKaroel cpesl OHOBPEMEHHO MO KaIlIsIM J00aBISsUIM K pacTBOPY IPOMEKYTOYHOTO npoaykTa 13 (430 wmr, 2,59
MMoub) B 10%-HOM BoJTHOM pacTtBope cepHoU KucnoThl (8 mi). [lepeMermmBanne npopoikany B TedeHue eme |
Y, 3aTeM DPAcTBOp IIOJIIEIAYNBAIN KOHIIEHTPUPOBAHHBIM BOJHBIM PAacTBOPOM aMMHaKa W SKCTPArupoBaJH C
nomornisio JIXM (2x50 mur). O0bemHEHHBIE OPTaHUIECKUE DKCTPAKTHI MPOMBIBAIH paccosioM (20 MiT), CyIIIN
Hax Na,SO4 n ¢usTpoBanu. PacTBopuTens ynansuin B BakyyMe M IOJy4ajd MCKOMoe coequHeHue (458 wr,
86%), KOTOpOE HCIIONB30BANM Ha CIIEAyIoUmel cragmu 0e3 HomoNMHHUTeNbHOW ouncTKH. Oy (500 MI'm, CDCly)
8,99 (s, 1H), 4,47 (q,J 7,2 Ty, 2H), 2,73 (s, 3H), 2,36 (s, 3H), 1,42 (t, J 7,1 'y, 3H). Metoauka B, BOXKX-MC:
MH+ m/z 181, BY 1,38 musn (93%).

[IpomexxyTounbrit mpoaykT 15. DTmin-2-{[(TpeT-0yToKcH )kapOOHMII |(METHI )aMHHO } alleTaT.

Otnn-2-(MetuinaMuHo )aretatruapoxiaopusn (5,0 r, 32,6 mmoins) pactBopsuid B IM® (55 mur) u mo6aBisiin
TpudTHIaMUH (5 M, 35,8 MMonb). [TomydeHHsIi pacTBop oxnaxaanu 10 0°C u B TedeHre 5 MUH MTOPIUSIMH JI0-
OaBisu U-TpeT-OyTriaukapooHat (8,53 r, 39,1 Mmonb). Peaknmonnyto cmech nepemermmBany npu 0°C B Te-
yenue 30 MuH, 3aTeM €l JaBajH HarpeThcs 10 TEMIIEPATYPhl OKPYKAIOIIEH Cpeapl U €€ IePEMENINBAIN B TeUe-
Hue Houw. Yepe3 18 4 peaknmoHHYIO0 cMech pa3baBisuid Boxoi (50 mur) u skcTparupoBaiu ¢ momoimbsio EtOAc
(3x50 mim). O6BenMHEHHBIE OPTAHUYECKHE CJIOW TMPOMBIBAII BOAOH (15 MiT), HACBIIIEHHBIM BOJHBIM PacTBOPOM
xyopuaa amMMmonust (15 mir), Bomo# (15 Mur), HACHIIIIEHHBIM BOAHBIM PacTBOPOM XJopuaa ammoHus (15 mir), Bo-
no# (15 mu) u paccostom (15 mu), 3arem cymmmm Hax MgSO,. HeounienHoe BelecTBO OYHIIAIM C TIOMOIIBIO
KOJIOHOYHOW XpomaTorpaduu ¢ ncrosis3oBanueM rpaanertHoro pexuma 0-30% EtOAc B renrane u mony4ainu
nckomoe coenunenue (6,42 r, 91%) B Buge OaenHo-xentoro macna. dy (500 MI'n, CDCls) 4,30-4,14 (m, 2H),
4,07-3,75 (m, 2H), 3,01-2,85 (m, 3H), 1,53-1,38 (m, 9H), 1,34-1,19 (m, 3H).

IMpomexyrounslit npoaykt 16. Dtnin-2-{[(TpeT-0yToKcn)kapOOHMIT|(METHIT)aMHHO § -3-0KCOOYyTaHOAaT.

K pactBopy LiHMDS (1 M pactBop B TT'®D, 62 M, 62 MMOIb), OXJTaXICHHOMY B aTMocdepe azora J0
-78°C, mo xarmisiM 100aBIsSIM PacTBOP MPOMEXKYTOUHOTO mpoaykra 15 (6,4 T, 29,5 mmonb) B 6e3BoarHoM TI'D
(10 mm). Temmeparypy cMecu yctaHaBnuBaiu paBHoH -40°C u ee mepememnBany B TedeHue 1 4. JloGasmsuin
anetuixyiopun (2,33 M, 32,4 MMoITe) M cMecH naBaiu Harpetbes 1o KT, 3atem ee mepememnBaiy B TeueHue 16
4. JloGaBJsTi HACHIIICHHBIH BOAHBIN pacTBOp xiopuna amMmoHus (70 mur), 3atem EtOAc (100 M) u criom pasne-
msum. Bonnyro dasy skcrparmpoBamu ¢ nomombio EtOAc (2x30 Mi1) u 00beAMHEHHBIE OpraHUYECKHEe CIION
npoMbiBas Bojoi (30 mur) u pacconom (30 mi), 3aTem cymwm Hag MgSO4 HeounieHHOE BEIIECTBO OUHIITAIN
C TIOMOIIBIO KOJIOHOYHOI XpomaTorpaduu ¢ HCHoIp30BaHueM rpaaueHTHoro pexknma 0-30% EtOAc B rentane u
MOJy9ali ucKoMoe coexuueHue (3,46 r, aucrora 68%, Beixox 27%). Metoauka B, BOXXX-MC: [M-tBu]+ m/z
160, BY 2,03 muH (68%).

IMpomexyrounstit npoaykt 17. Otun-(2E)-3-ruapokcn-2-(N-metnnaneraMuao )0yT-2-eHoar.

IMpomexyrounstit mpoaykT 16 (3 1, 11,6 Mmons) npu KT oOpadaThiBany XJI0pHCTOBOIOPOIHON KHCIOTOH
(4 M pactBop B 1,4-nuoxcane) (40 mi, 160 mmons). PacTBopuTeNb yaansiin U OCTaTOK HECKOJIBKO pa3 MoABEp-
raju a3eoTponHoi neperonke ¢ EtOAc, 3aTeM moiydueHHOe jkesToe Macio pacTBopsuin B Bozae (30 mu). JJo6as-
TSUTM YKCYCHBIR anruapun (5,4 mi, 57,9 MMmonb), 3ateM arerat Hatpus (2,85 T, 34,7 MMOJIb) M cMech TiepeMe-
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muBayn nipu KT B Tedenne Houn. CMech dkcTparupoBaiu ¢ moMotbio EtOAc (3x50 mi) u cymmnm vax MgSQOy,
3aTteM (QHUIBTPOBAIM M KOHLIEHTPHPOBAIHM U II0OJy4ajl MCKOMOE COEIMHEHHE, KOTOPOE HCHOJIB30Balll Ha Clle-
JYIOIIEH cTanuu 0e3 TOMONMHUTENbHOU ourncTki. Metomuka B, BOXXX-MC: MH+ m/z 202, BY 1,49 muHn (75%).

IMpomexyrounstit nponykr 18. Otmin-1,2,4-rpumernin-1 H-umunazon-5-kapOokcunar.

K pactBopy mpomexytounoro npomaykra 17 (2,33 r, 11,6 Mmmons) B ykecycHo# kuciote (50 mir) qoGaBisum
arietat ammoHus (8,8 T, 116 mmons) u cmech nepememuBamy npu 110°C. Uepes 15 1 qoGaBisum TOTIOTHUTEh-
HOE KOJIMYeCTBO arjerata aMmMoHus (3 T, 39 MMoITh) U epemMennBanre npoaokany npu 110°C B TeueHue Bcero
64 4. 3atem cmech oxnaxkganu g0 KT, 3aTeM pacTBOpHTENb YAAsUTH IIyTeM BBHITAPUBAHHUA B POTOPHOM HCTIAPH-
tesne. Octatok nepenocwm B EtOAc (50 mur) m mpoMbIBaJIM HACHITIIEHHBIM BOTHBIM pacTBopoM NaHCO;. Bon-
HBII ci0it skcTparupoBaiu ¢ nomoibsio EtOAc (2x30 mir) 1 00beAMHEHHBIE OPraHUYECKHE CIIOH ITPOMBIBAIH
HaCBIEHHBIM BOAHBIM pacTBopoM NaHCO; (20 mur), Bomoit (20 mi) u paccomom (20 M), 3aTeM CYIIHIN HaT
MgSO,. HeouniieHHOE BEIIECTBO OYHIIAIH C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu ¢ MCIOIb30BaHUEM I'pa-
nuenTtHoro pexuma 0-100% EtOAc B renTane, 3aTeM ¢ UCIIOJIb30BaHUEM rpaaneHTHoro pexxuma 0-10% MeOH
B EtOAc n momyyanu uckomoe coenunenne (650 mr, 31%) B Buze xenroro macia. dy (500 MI'n, CDCl;) 4,32
(d,J 7,1 T'u, 2H), 3,78 (s, 3H), 2,45 (s, 3H), 2,40 (s, 3H), 1,37 (t, ] 7,1 T'u, 3H). Metoauka B, BOXXX-MC: MH+
m/z 183, BY 0,65 mun (97%).

IIpoMexxyTOUHBIH  MPOIYKT 19. Otun-5-[(MeTokcumerokcn)meri]-1,3-numerni- 1 H-nupazon-4-
KapOOKCHJIaT.

K pactBopy atmn-5-(runpoxcumetwn)-1,3-agumetni- 1 H-mupazon-4-kapbokcunara (Moydaad 1Mo METOIN-
ke, onrcanHo# B myOnukaruu J. Heterocyclic Chem., 1979, 16, 1117) (1,06 1, 5,32 mmons) u JJUTIDA (1,85 mur,
10,64 MmMoutp) B 6e3BoaHOM JIXM (26 M) ipu 0°C B Teuenue 2 MuH no06aBismm xiaop(merokcn)metad (0,61 mur,
7,98 mmonnp). Cmech nepememuBany ipu 0°C B Tedenue 1 41, 3areM eif B TeUeHHWE HOYW JaBaJId HATPETHCS JIO
KT. J[lobGaBnsnu nmomomHuTensHOoe kKoimdectBo JIMTIDA (1,85 wmur, 10,64 MMomb), 3areM noOaBIISUIH
xyiop(merokcu)meran (0,61 M, 7,98 mmons) u cmech nepemermBaiy pu KT B TeueHne Houn. PeakimoHHyIO
cMmech pa3dasmsun ¢ momoursio JIXM (50 mir) u mpomsiBanu Boxoi (2x50 mir). O6seinHEHHBIE BOIHBIC TIPOMBI-
BOYHBIE PACTBOPHI TOTIOJHUTEIHLHO IKCTPArupoBaiu ¢ nmomomisio JIXM (25 mur). O0bennHEHHBIC OPTaHUISCKUE
9KCTpaKThl cymmin Hax MgSOy, GuIbTpoBaIM M KOHIEHTpUpOBaIH. HeouniieHHOe BEIECTBO OYMIIAIN C MO-
MOIIBI0 KOJIOHOYHO# XpoMaTtorpaduu ¢ UCIOIb30BaHUEM TpaaueHTHOTo pexuma 20-100% EtOAc B renrane u
noiy4ainu uckomoe coenunenue (1,13 r, 73%) B Buae cBetno-xkentoro Macina. Metoauka B, BOXKX-MC: MH+
m/z 243, BY 1,59 mun (100%).

IMpomexyrounstit npoxykr 20. 1,3-Iumernin-5-[(okceran-3-miokcu)meri]-1 H-mpazon.

K pactBopy oxceran-3-oma (0,273 mu, 4,14 MmMoinb) B cyxoMm JIM® (5 mur) moGaBisuii TUAPUT HATPUS
(60% B MuHEpanbHOM Macie, 265,5 mr, 5,53 Mmounb) 1 cMech nepemenuBany npu KT B Tedenne npumepHo 1 4.
Jobasnsm S-(xmopmerwin)-1,3-mumertmn-1H-mmupazon (400 mr, 2,76 mmoins) B IM® (5 Mir) U peakmoHHYIO
cMmech nepememmBainy pu KT B Teuenne 16 4. [Tocie ynanenus [IM® B BakyyMe 0CTaToOK pacTBopsiik B JIXM
(50 M) 1 Boze (20 mum). Boamebiit citoit axcTparupoBaimu ¢ momoiisio JIXM 1 00beTuHEHHBIE OPTaHHYECKHE DKC-
TPAKTHI TPOMBIBAJIM PAcCOJIOM, 3aTeM Cymmiu Hax Na,SO4 W BBIMapUBAN J0cyxa. HeodHImeHHBIH OCTaTOK
OYMIIATIH C IOMOILIBI0O KOJOHOYHOH Xpomarorpauy C HCIIOJb30BaHHEM TIpajUeHTHOTO pexuma 25-100%
EtOAc B rentane u nonydaiu uckomoe coeaunenue (349 mr, 69%). Meronuka B, BOXX-MC: MH+ m/z 183,
BY 1,09 mus (100%).

[Mpomexyrounstit npoxykr 21. {1,3-Iumerni-5-[(okceran-3-unokcu)merni]-1H-nupazon-4-ni} MeTanod.

[Tpn mepememmMBaHNM K CYCIIEH3UHM MPOMEXyTOodHOTO mpoxaykra 20 (349 mr, 1,91 Mmons) B Boxe (6 mi)
oIHOI moprmeit nodasmsu popmansaerun (2,85 mi, 38,3 MMounb), 3aTeM JOOABISIM I-TOJIYOJICYIH(OHOBYIO
kucnoty (36 mr, 0,19 MMOJIB) ¥ PEaKIMOHHYIO CMECh HarpeBalld B repMEeTH3MpOBaHHOM Tipodupke mpu 80°C B
TedeHue 16 4. J1o0aBIsM JOMONHUTEIHHOE KOIMYECTBO (popmanbaernia (2 Mir) U HarpeBaHUE MPOJIOJDKAIH B
teyenue eme 10 4. K peakmuonno#t cmecu mo6asisumu JIXM (20 M), Boay (10 M) m 6 M pacTBOp XJIOPHUCTOBO-
nopoaHo# kucnoThel (10 mur), 3aTem cioun pasaersuii. Bogayro $azy nommenaunBanu BepasiM NaHCO;, 3atem
JIBAXKIBI SKCTparupoBayid ¢ moMotpio JIXM u onuH pa3 cMechio nzonponanod/ximopodpopM (1:1). OobenuHeH-
HBIE OPTaHUIECKHE IKCTPAKTHI MPOMBIBAIH PaccoyioM, cymmin Hax Na,SO,4 u BemapuBaiy nocyxa. Heounmen-
HOE BEIIECTBO OYMINAIN C TOMOIIBIO0 KOJOHOYHOH XpoMaTorpaduu ¢ MCHOIB30BaHUEM TPaJHEHTHOTO peXuma
1-10% MeOH B IXM u nonyyanu uckomoe coeaunenue (155 mr, 38%). oy (500 MI'u, CDCls) 4,75-4,70 (m,
2H), 4,65-4,59 (m, 1H), 4,57-4,53 (m, 2H), 4,50 (s, 2H), 4,48 (s, 2H), 3,84 (s, 3H), 2,25 (s, 3H). Meronuka B,
B3XX-MC: MH+ m/z 213, BY 0,86 mun (94%).

IMpomexyrounstit npoaykt 22. {5-[(2-Metokcustokcu)merni]-1,3-aumernn-1H-nupazon-4-wi } metaHot.

[Moxygann U3 MPOMEXYTOYHOTO HPOAYKTa 28 1O METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
npoMexxyToyHoro npoxykra 21. Meromuka B, BOXKX-MC: MH+ m/z 215, BY 0,97 mun (87%).

IIpomexyrounbiii npoayktr 23. [1,3-Humernn-5-({[2-(MopdoanH-4-11)TUPUMHAIAH-S5-HIT|OKCH } METHIT )-
1 H-nupa3oi1-4-ui|MeTaHoII.

[Toy4anu w3 MpoMeXyTOIHOro mpoaykTa 31 Mo MeToauke, aHAJIOTHYHOW ONMUCAHHOW IJIS TIONydeHHS
npoMexyTogHoro npoaykra 21. Meroauka B, BOXXX-MC: MH+ m/z 320, BY 1,67 mua (100%).

[Ipomexyrounsrit mpoaykt 24. 3-(I'mapokcumeTn)-2-MeTmmMuaas3o| 1,2-anupuanH-6-kapOoHUTPHIT.
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[Moxyganu U3 MpPOMEXYTOYHOTO HPOAYKTa 32 1O METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJyYeHUS
MPOMEXyTOUHOTO mpoaykra 21. dy (500 MI'n, IMCO-d¢) 9,10 (s, 1H), 7,62 (d, J 9,3 T'u, 1H), 7,48 (dd, J 9,3,
1,6 Tu, 1H), 5,23 (s, 1H), 4,82 (s, 2H), 2,38 (s, 3H). Metoauka B, BOXX-MC: MH+ m/z 188, BY 0,95 mun
(100%).

[IpomexyTounbIit mpoaykT 25. (6-bpoM-2-MeTmmmmuazol 1,2-a|mupuauH-3-m1)MeTaHoM.

[Monydanu u3 6-6pom-2-MeTmmMuaa3o[ 1,2-a]nupuarHa Mo METOQUKE, aHAJIOTUIHON OIMMCAHHOM IS TI0-
JMYYCHHUs MPOMEXKYTOIHOTO mpoaykra 21. 8y (250 MI', CDCl;) 8,36 (s, 1H), 7,41 (d, J 9,4 I'u, 1H), 7,28 (d, J
1,7 T'm, 1H), 4,93 (s, 2H), 2,42 (s, 3H). Meroauka B, BOXX-MC: MH+ m/z 241-243, BY 0,26 mun (>90%).

[IpomexxyTounbiit mpoaykT 26. {2-Metunmumunaszol 1,2-a]nupa3un-3-ui} MeTaHoJ.

[Monydanu u3 2-mMetunumuaasof 1,2-ajmupa3uHa M0 METOIUKE, aHAJIOTHYHON OMMCAHHOMW YIS TIOTydeHUS
npoMekyTogHoro mpoaykra 21. &y (500 MI'u, IMCO-d¢) 8,93 (d, J 1,4 T'n, 1H), 8,39 (dd, J 4,6, 1,4 I'u, 1H),
7,89 (d, J 4,6 I'y, 1H), 5,26 (t, J 5,3 I'u, 1H), 4,81 (d, J 4,9 I'nm, 2H), 2,42 (s, 3H). Meroauka E, BOXX-MC:
MH+ m/z 164, BY 0,98 musa (100%).

IMpomexyrounstit npoaykr 27. {6-bpom-7-drop-2-mermmmunasol 1,2-a]mmpuanH-3-mi } MEeTaHOI.

[Moxygann U3 MPOMEXYTOYHOTO HPOAYKTa 33 1O METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
MIPOMEXYTOUHOTO TIpoaykTa 21. &y (500 MI'n, IMCO-de) 8,70 (d, J 6,9 T't, 1H), 7,55 (d, J 9,7 ', 1H), 5,14 (t,
J5,5Tn, 1H), 4,75 (d,J 5,4 T, 2H), 2,31 (s, 3H).

ITpomexyrounstit npoaykr 28. 5-[(2-Metokcuatokcu)merun -1,3-aumermi- 1 H-nupason.

K pactBopy (1,3-numermin-1H-nupason-5-un)meranona (400 mr, 3,17 mmois) B cyxom IM® (10 mi) no-
6assin NaH (60% B MunepansHoM Macine, 228 wmr, 4,75 MMoib) 1 cMech nepememnBany npu KT B Teuenue
npumepHo 1 4. Jlob6asmsun 1 -6pom-2-metokcudTad (0,596 mut, 6,34 MMOIIb) U PEAKITMOHHYIO CMECh ITePEMEIIIN-
Banu nipu KT B Tedenune 16 4, 3atem HarpeBanu npu 60°C B teuenue 3 4. [locne ynanenus JIM® B Bakyyme oc-
TaToK pacTBopstk B JIXM (50 mi) u Boge (20 mur). Crion pa3fensiii U BOIHYIO (pa3y 3KCTparupoBajiu ¢ TIOMO-
mpio JIXM. O0bennHEeHHBIE OPTAaHUYECKHE SKCTPAKTHI IPOMBIBAIHA paccoioM, cymin Haa Na,SO, 1 BeImapu-
BaJIM 10Cyxa. HEOUHIEeHHBIH OCTATOK OYHINAIN C ITOMOIIBI0 KOJIOHOYHOHW XpOMaTorpaduu ¢ MCIIOIB30BaHUEM
rpagueHTHOTO pexknMa 25-100% EtOAc B renrane u momyyanm uckomoe coequaenue (330 mr, 55%). Mertonuka
B, BOXX-MC: MH+ m/z 185, BY 1,19 mus (98%).

[Mpomexyrounstit  mpoaykr 29. [6-(4-Metancynsdonmndpennn)-2-metTnmmunasol 1,2-alnupuaun-3-
WJI|MeTaHOoJL.

K nerasupoBanHOW cMmecH mpoMexyTodHoro nponykra 25 (5 r, 20,74 mmons), [4-(mMetuncynabdonmnn)-
(enmn|6oponoBoii kucnotsr (4,26 T, 21,3 mmonb) 1 2 M BoxHoro pacteopa Na,CO; (33 mi) B 1,4-n1okcane
(200 wmm) mobGaBmsm  Komruieke  Oumc-[3-(mudenmndocdanmn)ukinonenrta-2,4-mueH- 1 -mi|xene3o-JIXM-
nmuxmopnamtaauii (0,85 r, 1,04 Mmois). PeakiimoHHYI0 CMeCh JOMOJHUTENBHO JIETa3upOBaId a30TOM, 3aTeM Ha-
rpeBas ipu 100°C B Tedenue 3 4. OXJIaXACHHYIO CMeCh (MIIBTPOBANN 4Yepe3 KU3eNbl'yp W MpoMbIBamd 1,4-
muokcanoM (3x30 mur). TBepmoe BeriecTBO cobupanu, mpombiBaiy Boxoi (3x300 mu) u aneroHoM (3x20 i),
3aTeM CYLIMIHM ¥ ToJTydaiau uckomoe coexunenue (4,52 r, 69%) B Bune G6exeBoro TBepaoro Bemecrtsa. oy (500
MI', IMCO-d¢) 8,71 (s, 1H), 8,03 (s, 4H), 7,64 (dd, J 9,3, 1,8 I'y, 1H), 7,59 (d, J 9,4 T'n, 1H), 5,17 (d, J 5,5 I'ny,
1H), 4,86 (d, J 5,3 T'i, 2H), 3,27 (s, 3H), 2,37 (s, 3H). Meroauka E, BOXXX-MC: MH+ m/z 317, BY 1,06 Mmun
(100%).

IIpomexyrounsrit mpoaykt 30. 2-Xnop-5-[(1,3-numerni- 1 H-upazon-5-uin)MeTOKCH |TUPUMHETAH.

[Tpn nepememmBanum B atMocdepe azora cMech 2-xyop-S-ruapokcunupumunusa (0,2 T, 1,53 MMons) u
kapOoHara ne3us (1,5 r, 4,6 Mmmois) B 6e3BogHoM JIM® (50 mur) Harpesanu npu 60°C B Teuenue 15 muH, 3aTem
MO KaruisiM J100aBIBsUTH pacTBop S-(xiopmernin)-1,3-aumernn-1H-nmpazona (0,22 r, 1,53 mMMonb) B Ge3BogHOM
JAM® (20 min). Cmech nepemermBaiy ipu 60°C B Teuenue 1,3 4. [ToxyueHHoe Oenoe TBepaoOe BEIIECTBO YAAIS-
M QUIBTPOBaHUEM, W (HUIBTPAT KOHIEHTPUPOBAIM NPU IMOHWKEHHOM JABJICHHH M TOJIydalll HCKOMOE COCMIH-
uernwne (0,4 T, >99%) B BHIIC TEMHO-)XENTOTO TBEPAOTO BemecTBa. Meroauka B, BOXX-MC: MH+ m/z 239/241,
BY 1,54 mus (100%).

[TpomexxyToUHBIH MIPOIYKT 31. 4-{5-[(1,3-Aumetnn- 1 H-mmpa3on-5-mi)MeTOKCH [THPUMHIAH-2 -
1} MophOJIHH.

B MUKpOBOJHOBOM peakTOpe MpH MEpPEeMEIUBaHUN CMECh MpoMexyTrodnoro mpoxaykra 30 (0,2 r, 0,84
MMouTb) ¥ Mopdommaa (0,22 mi, 2,51 Mmonb) B 6e3BomHoM 1,4-muokcane (2,7 mur) HarpeBamu npu 100°C B Te-
genue 1 4, 3atem npu 120°C B Tedyenue 2 4. J[00aBusian AOMOTHUTENbHOE KoJMdecTBO Mopdomuaa (0,22 mur,
2,51 MMoOINB) ¥ cMech HarpeBajli B MUKPOBOJIHOBOM peaktope npu 120°C B Teuenue eme 4 4. Jleryune Bemect-
Ba BBIApUBAIM NPU MOHIKCHHOM JIaBJIICHUH W HEOYMIIEHHOE BEIECTBO OYMINAIM C IIOMOIIBIO0 KOJIOHOYHOM
XpoMarorpaduu mpu TFOUPOBAHUH B TPATUCHTHOM pekuMe ¢ momomipio 17-100% EtOAc B renTane u moiydva-
mu uckomoe coequnenue (0,23 r, 94,5%) B BHIE CBETIIO-XKEITOrO TBEPIOro BemectBa. Meroauka B, BOXKX-
MC: MH+ m/z 290, BY 1,67 mun (100%).

ITpomexxyTrounbrit mpoaykt 32. 2-Metunmumuaaso[ 1,2-a|mupuanH-6-KapOOHUTPHLL.

K pactBopy 6-amuHONIMpHIUH-3-KapObouuTpuna (2 r, 16,79 mmons) B cyxom EtOH (30 M) moprusmu 10-
Gasisun 6pomun Hatpus (0,86 T, 8,39 Mmmons) u xmoparieToH (6,75 mi, 83,95 Mmmons). PeakimmoHHyI0 cMech Ha-
rpeBasi ipu 80°C B TedeHue 17 4, 3aTeM OCTABIISIIN OXJIAXKAATHCS IO TEMIIEPaTyphl OKpyxkaromiei cpeapl. Coib
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yrans GUIBTpOBaHMEM. PacTBopuTens yaansiam B BaKyyMe M OCTAaTOK IOJBEPTald PACHPENCIICHUI0 MEXIY
EtOAc (50 mi1) 1 HachkIeHHBIM BOAHBIM pacTBopoM Na,COj; (50 mur). Opranmyeckyro a3y coOUpaii U BOTHYIO
a3y momBepranu oOpaTHON IKCTpakiyu ¢ moMomsio EtOAc (2x50 mir). OpraHndyecKkie SKCTPaKThl 00be IUHSIIN
¥ ipoMbIBanu paccosnom (50 mi), 3atem cymmmm Hax MgSOy u dunbTpoBanu. PacTBopurens ynansinm B Bakyy-
Mme. OCTaToK OYMINANK C NMOMOIIBI0 KOJOHOYHOHW XpoMaTorpaduu ¢ MCIOIb30BaHHEM TIPAJUCHTHOTO PEXUMA
EtOAc/rentan u nomxyvanu uckomoe coenunenue (1,41 r, 53%). 8y (500 MI'n, IMCO-d¢) 9,27 (s, 1H), 7,80 (s,
1H), 7,60 (d, J 9,3 I'n, 1H), 7,43 (dd, J 9,3, 1,7 ', 1H), 2,37 (s, 3H). Meroauka B, BOXX-MC: MH+ m/z 158,
BY 0,29 mun (100%).

[Ipomexyrounsii mpoaykt 33. 6-bpom-7-prop-2-meTrunumuaaso| 1,2-a]mupuaus.

5-bpom-4-propnupunun-2-amuH (5 T, 26,18 MMmons) pactBopsuin B EtOH (50 mur) u noGasisumm xioparie-
TOH (4,25 M, 52,82 MMoib). Peaknmonnyro cmech nepememuBany npu 90°C B Teyenue 16 4, 3aTeM 100aBIIsIH
JIOTIOJTHUTENBHOE KOJIMYECTBO XJIOpaueToHa (2,5 Mi1) U peakIHoHHYI0 cMech nepemennBany npu 90°C B Teue-
Hue eme 4 4. PeakMOHHYIO0 cMech KOHIIEHTPUPOBAJIM B BaKyyMe M MOBTOpHO pactBopsut B EtOAc (15 mi),
3aTeM MMPOMBIBAJIM HACHIEHHBIM BOIHBIM pacTBopoM NaHCO; (10 M) u pacconom (10 mur). Bonmsrii cioi mo-
BTOPHO 3KcTparupoBaiu ¢ momonisio EtOAc (2x10 mir), 3aTeM 00beIMHEHHYIO OPTAaHUIECKYIO a3y MPOMBIBATTH
paccosom (10 mir), cymmnm Hax Na,SO, ¥ KOHIEHTPUPOBAIM B BaKyyMe. HeounIeHHbIH 0CTaTOK OYMIIaId Ha
muokcuae kpemuus (Biotage, 100 r) mpu 3mroupoanuu ¢ nomomnsio 0-100% EtOAc B renTaHax ¥ moirydain
nckomoe coeaunenue (1,18 r, 20%) B Bume Genoro TBepaoro emectsa. oy (500 MI', JIMCO-dy) 8,97 (d, J 7,0
I'y, 1H), 7,62 (s, 1H), 7,51 (d, J 9,8 'y, 1H), 2,30 (s, 3H).

IMpomexyrounslit npoxykt 34. Otmi-1,5-ntumerni-3-(MeTuiIcybhaHuI) mupa3oi-4-KkapOoKCHIar.

Otun-5-metun-3-(metuncynbhanmn)- 1 H-mupazon-4-kap6okcunat (1,0 T, 5,0 mmons) pactBopsiin B JIMD
(20 M) 1 oxImakaau B OaHe O JBAOM, 3aTeM Aobasisun ruapua vHatpus (0,24 r, 6,0 mmons). Uepes 5 MuH 10-
Gasisumy Hommetad (0,85 1, 6,0 MMOJIB), M PEAKITMOHHYIO CMECh TIEPEMEITUBAIM B TeUEHHUE 3 1, 3aT€M IOJIBEpra-
1 pacnpenenennto mexay EtOAc (25 mi) u Bogoit (25 mur). Opranndecknii ¢ioii mpombiBaian Bogo (5x50 mi),
3areM CymiH (yCTpOWCTBO IS paszeneHus da3) U BhINAPHUBAIN B BAKyyM€ M MOIyYald HCKOMOE COCANHEHHUE
(750 mr, 70%). BOXXX-MC: MH+ m/z 215, BY 0,78 mu=s.

[Ipomexyrounbrit mpoaykt 35. 3-(Xmopmetnin)-2,4-TUMETUNITHPUIAH.

K pactBopy npomesxyrounoro npoaykra 1 (0,99 r, 7,2 mmons) B IXM (15 mu) npu KT no xamisim no6as-
T THOHMITXIIopuA (4,75 M, 65,49 mmons). CMech nepememnBaiy npu 55°C B TedueHue 55 MuH, 3aTeM KOH-
HEHTPUPOBAIH B BakyyMme. OcTaTok 5 pa3 moaBepraiiy a3eoTponHoi neperonke ¢ JIXM no obpa3oBaHust TBep-
JI0TO BellecTBa. BemecTBo ncnonb30Baiy 6€3 JOMOIHUTEILHONH OUYUCTKH.

IIpomexxyrounslit npoaykt 36. 4-(Xnopmerun)-1,3,5-tpumerun-1H-nupaszon.

Moxygam u3 (1,3,5-rpumernin-1H-nmupa3zon-4-um)MeTanona 1Mo METOJUKE, aHAJIOTUYHON ONMUCAHHOM I
MOTy4CHHS TIPOMEKYTOTHOTO POgyKTa 35.

[Ipomexyrounbrit mpoaykt 37. 3-(XimopMeTni)-2-MeTHITUPHIH.

[Monydanu n3 (2-MeTWIMUPUANH-3-UT)METAHOJIA TI0 METOANKE, aHAIOTUIHON OIMCAHHOM NJISl TIONydeHUs
MIPOMEXYTOUIHOTO TPOayKTa 35.

[Ipomexyrounbrit mpoaykt 38. 4-(XmopmeTnin)-3,5-TUMeTHITHPUIA3UH.

[Moyganu U3 TPOMEXYTOYHOTO NMPOAYKTA 4 II0 METOJWKE, aHATOTUYHON OIMTUCAHHOM JUIA MOIy4eHHs Mpo-
MEXYTOUHOTO MpoayKTa 35.

IIpomexxyTounslit mpoaykT 39. 3-(XnopMmerun)-2-Metunumuaasol 1,2-ajnupuaus.

[Moxywamn n3 (2-metnnumunasol 1,2-aluupuanH-3-mw)MeTaHosa Mo METOJHUKE, aHAJIOTMYHOM OIMCAaHHOM
JUI NOJTY4EHUsS TIPOMEXYTOUHOT O MPOayKTa 35.

IMpomexyrounstit npoaykt 40. 6-bpom-3-(xnopmernin)-2-meTnnmmuaasol 1,2-alnupuaus.

[Toy4anu w3 MPOMEXYTOYHOTO MPOAYKTa 25 MO METOAWKE, aHAIOTHYHOW OMUCAHHOW IJIS TIONydeHHS
MIPOMEXYTOUYHOTO TPOayKTa 35.

[Ipomexyrounsrit mpoaykt 41. 5-(Xmopmernn)-1,2,4-tpumetni- 1 H-umumazoon.

[Momyganu U3 TPOMEXYTOYHOTO MPOAYKTA 3 110 METOJMKE, aHATOTUYHON OITMCAHHOM U MOIy4eHHs Mpo-
MEXYTOYHOTO TPOayKTa 35.

[TpomexxyTOIHBIH MIPOTYKT 42. 4-(XnopmeTui)-5-[(2-MeTOKCHITOKCH)METHI |- 1,3-numeTw-1 H-
MUPA30JITHIPOXIOPHL.

Iomyyanu U3 MPOMEXKYTOUHOIO MPOAYKTa 22 MO METOAUKE, aHAJOTMYHON OMUCAHHOM Ui MOJydeHUS
MPOMEKYTOUHOTO IpoaAyKTa 35.

[Mpomexyrounstit mponykr 43. 3-(Xmopmerin)-6-[4-(merancynbdonnn)penmn]-2-metnnumuaasol 1,2-
a|MUPUAMHTUIIPOXIIOPHU L.

Iomyyanu U3 MPOMEXKYTOUHOIO MPOAYKTa 29 Mo MeTOIUKE, aHAJOTMYHON ONMUCAHHOM Ui MOJIydeHHS
MIPOMEXYTOUYHOTO TPOayKTa 35.

[Ipomexxyrounsit mpoaykt 44. 5-(Xmopmernn)-1,4-TUMETHITPHAZOIL.

[Moxyganu U3 TPOMEXYTOYHOTO NMPOAYKTA 2 II0 METOJHKE, aHATOTUYHON OITMCAHHOM JUIA MOIy4eHHs Mpo-
MEXYTOYHOTO TPOayKTa 35.

[Ipomexyrounbrit mpoaykT 45. (R)-MeTtui-2-[(6-0poM-2-HUTPOTIHPHUAWH-3-FJT ) OKCH [ITPOTIaHOAT.
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B armocdepe azora npu 0°C JUA/ (19,2 M, 98 MMoIIb) Mo KarusiM 100aBIsUTH K pacTBOpY 6-Opom-2-
HUTponupuanH-3-ona (21,5 r, 98 MMons), (S)-Metun-2-rugpoxcunponanoara (10,2 r, 98 Mmois) U TpudeHu-
dbocouna (25,8 r, 98 mmons) B TT'® (cyxoii, 300 mu). Uepe3 10 MUH peakIIMOHHYIO CMECh KOHIICHTPUPOBAIH B
BaKyyMe, pa30aBIIsTd BOJOW W dKCTparupoBaiu ¢ nomoisio EtOAc. O0benHEeHHBIE OPTaHUYECKUE CIIO TIPO-
MBIBaJIM paccojioM, cymwmin (Na,SO,) 1 BeimapuBanu B Bakyyme. OCTaTOK pacTHpai ¢ AWITHIOBEIM d(PUPOM
(250 mur) B Teuenue 30 mMuH, 3aTeM (GUIBTPOBAIM U MMPOMBIBAIH AUATHIOBEIM dhupoM (50 mur). O0beuHEHHBIE
(UIBTpaTH BEITAPUBAIIN B BaKyyMe, 3aT€M OCTATOK OYHIIAIH C IIOMOIIBIO KOJIOHOYHON XpoMaTtorpaduu (IHOK-
cuz KpeMHuUsT; dmoeHT: JIXM) u nonydanu uckomoe coeaunenue (29,5 r, 98%). oy (300 MI'u, CDCl;) 7,64 (d, J
8,7y, 1H), 7,33 (d, J 8,7 I'ny, 1H), 4,85 (q,J 6,8 'y, 1H), 3,78 (s, 3H), 1,69 (d, J 6,8 'y, 3H).

[Ipomexyrounsrit mpoaykt 46. (R)-6-bpom-2-metun-2H-nupuno[3,2-b][1,4]okcaszun-3(4H)-oH.

XKeneszo (27,0 T, 483 MMoIb) 100ABIISUIN K pacTBOPY MPOMEXYTOYHOTO npoaykra 45 (29,5 r, 97 mmons) B
ykcycHoi kucnote (300 mi) u HarpeBanu npu 110°C B Tteuenue 30 muH. PeakunoHHON cMecH TaBaju OXJja-
JUTHCS M ee (PUIIbTPOBAIN Yepe3 KU3eIbIyp, 3aTeM (IIbTPaT KOHIEHTPUPOBAIN B Bakyyme. OcTtaTok 100aBiis-
JM K HackllleHHOMY BogHoMY pactBopy NaHCO; u aBax bl skcTparupoBaiu ¢ nomoisio EtOAc. O0bennHen-
HBlE OpraHUYEeCcKHEe CJIOM NMPOMBIBaIM paccoioM, cymmin (Na,SO4) 1 KoHIeHTpHupoBaiu B Bakyyme. OCTaToK
pactBopsii B cMecu JIXM u pactBopa MeOH u aacopbupoBanu Ha Isolute, 3aTeM ABaXkKIbl OUHIIAIHA C TIOMO-
IIBI0 KOJIOHOYHOH Xpomartorpaduu (nuoxcun kpeMuus; 3moert: ot 0 1o 20% EtOAc B rentane n 20% EtOAc B
TeNTaHe) U PACTUPAIN C AWITHUIOBBIM d(DHPOM U IMONyHaTd MEPBYIO MOPIHI0O UCKOMOTo coenuHeHus (3,25 T,
14%). Ocanok, MOTYYeHHBIH HA KA3EIBIypP, IPOMBIBAN YKCYCHOH KHUCIOTOH (IpuMepHO 1 1), 1 puiIbTpaT KOH-
HEHTPUPOBAIN B BakyyMe. OcTaTok M00aBIsuiM K HACBIIIEHHOMY BogHOMY pacTBopy NaHCO;3 u qBakIIbl SKCT-
parupoBaii ¢ momornisio EtOAc. O0beHEHHBIE OPTaHUYECKUE CIION TIPOMBIBAIIN paccoiioM, cymutn (Na,SO,)
¥ KOHIIGHTPHPOBAIH B BaKyyMe M TOJyYall BTOPYIO MOPIIHIO MCKOMOTo coeamHeHus (6,55 T, 28%). oy (300
MI', CDCly) 8,33 (s, 1H), 7,14 (d,J 8,2 'y, 1H), 7,09 (d, J 8,2 T'm, 1H), 4,71 (q,J 6,9 I'y, 1H), 1,61 (d, J 6,9 I'my,
3H). XKXMC: [M+H]" 243/245, BY 2,377 mun.

[Mpomexyrounslit npoaykt 47. (S)-6-bpom-2-metnn-2H-nupuno[ 3,2-b][ 1,4]okcazun-3(4H)-on.

[Moxyganu o MeTOaMKe, aHAIOTUYHOM ONMCaHHOW AJIS TTOJTyYEHUsI IPOMEKYTOUHOT0 IpoaykTa 46 u3 (S)-
MeThII-2-[(6-0poM-2-HUTPOITUPUINH-3 -1IT)OKCH |TIPOTIaHoAaTa; MoJIydaad UCKoMmoe coenunenue (62%, 3a 2 cra-
mun). Oy (300 MI'n, CDCL,) 8,72 (s, 1H), 7,14 (d, J 8,2 T'u, 1H), 7,09 (d, J 8,2 T'n, 1H), 4,73 (q, J 6,9 'y, 1H),
1,61 (d,J 6,9 T, 3H). )KXMC: [M+H]" 243/245, BY 2,38 Mumn.

[Tpomexyrounslit nponykr 48. 4-Xn0p-2-prop-6-HUTpOodeHOII.

ITpu 15°C npu oxnaxxaeHUH B 6aHe ¢ BOAOH (X0JIOAHASI BOJOTPOBOIHAS Boaa, ~11°C) ABIMSAIIYIO a30THYIO
kucinoty (100%, 2,9 mm, 71,6 mmons) B Tedenne 10 MHH 1Mo KamisM J00aBIsUTM K pacTBOpY 4-Xiop-2-
dropdenomna (10 T, 68,2 mmois) B ykcycHou kuciote (100 mur). B xone mo6aBiieHus TeMIiepaTypa peakiimoOHHON
cMmecu noBeimanack 10 27°C. Ilocie 3aBepiieHus 100aBICHUS PEAKITMOHHYIO CMECh BBIIEPIKUBAIN TP OXJIaXkK-
neHuu B OaHe ¢ Bojmo# mpu ~25°C B TedeHne | 4, 3aTeM MpU TepeMENIMBaHUY €€ MEIJICHHO BBUINBAIH B BOAY
(1,5 m). Yepes 1 9 ocagok oTGUIBTPOBBIBAINA U MPOMBIBAIHN BOJIOH, 3aTEM CYIITWIM Ha QUIBTPE TIOTOKOM BO31Y-
Xa W ToJTydanu uckomoe coeaunenue (9,88 r, 76%). oy (300 MI', CDCls) 10,36 (s, 1H), 7,94 (t, J 2,3 T'u, 1H),
7,44 (dd, J 9,5, 2,5 ', 1H).

IMpomexyrounstit nponykt 49. (R)-Metnn-2-(4-xm0p-2-pTop-6-HUTPOPEHOKCH)TPONIAHOAT.

[Moxygann U3 MpPOMEXyTOHYHOrO HPOAyKTa 48 1O METOAMKE, aHAIOTHYHON OINMMCAaHHOW ISl MOJy4eHUS
MIPOMEXYTOUHOTO TpoaykTa 45. 8y (300 MI'u, CDCl;) 7,61 (t, J 2,2 T'n, 1H), 7,35 (dd, J 10,7, 2,6 ', 1H), 4,89
(9,7 6,8 ', 1H), 3,73 (s, 3H), 1,68 (d, J 6,8 T'u, 3H).

IMpomexyrounstit npoaykt 50. (R)-Metui-2-[(6-X110p-2-HUTPONUPHIUH-3-HIT)OKCH | TPOITAHOAT.

[Moxyganu U3 MPOMEXYTOYHOTO HPOAYKTa 51 MO METOAMKE, aHAJIOTHYHON OMHMCAaHHOW ISl MOJy4eHUS
MPOMEKYTOUHOTO TpoaykTa 45. 3y (300 MI'u, CDCly) 7,52 (d, J 8,7 I'u, 1H), 7,45 (d, J 8,7 T'u, 1H), 4,87 (q, J
6,8 I'u, 1H), 3,78 (s, 3H), 1,69 (d, J 6,8 ', 3H).

[TpomexxyTounbIit TPoaAYKT 51. 6-X10p-2-HUTPOIUPUIHH-3-01.

IIpu 5-10°C mpu oxnakneHUH B OaHE CO CMEChI0 BOAA/JIeN MBIMAIIYIO a30THYIO kucioty (99 wmu, 2,21
MOJIb) B TeueHHUe 45 MHH M0 KaruisaM T00aBIsIN K pacTBOpY 6-xyoprmpuanH-3-oma (220 1, 1,70 Moib) B yKCyc-
Ho kuciote (2 ). [Tocne 3aBepiieHns 100aBJICHUS PEaKIMOHHYIO cMech BhIepkuBanu pu KT B Tedenne HO-
yn. PeakunoHHYyI0 CMeCh MPOAYBaIN a30TOM, 3aTeM KOHIICHTPUPOBAIH B BakyyMme. OCTaTOK pacTHUPAIH C BOAOI
(150 mur), punpTpOBATM M IPOMBIBAIA TUHU30MIPONUIOBEIM ddupoM (150 M), 3aTeM cymwim Ha GUIBTPE MOTO-
KOM BO3/IyXa U ToMydaan uckoMoe coequnenue (170,8 , 57%). XKXMC [M+H]" 175/177, BY 1,35 mumn.

[Tpomexyrounstit npoaykt 52. (R)-6-Xmnop-8-prop-2-merun-2H-6en30[b][1,4]okcaznn-3(4H)-on.

[Moxyganu U3 MpOMEXyTO4YHOrO HpoAyKTa 49 MO METOAMKe, aHAIOTHYHON ONMHMCAaHHOW ISl MOJy4eHUS
MIPOMEXYTOUIHOTO TIpoaykTa 46. oy (300 MI', IMCO-de) 10,96 (s, 1H), 7,10 (dd, J 10,4, 2,4 T'n, 1H), 6,78-6,72
(m, 1H), 4,80 (q, J 6,8 T'u, 1H), 1,45 (d, J 6,8 'y, 3H). XKXMC [M+H]+ 216/218, BY 2,68 mun.

IMpomexyrounstit nponykr 53. (R)-6-Xmnop-2-metnn-2H-mmpuno[3,2-b][ 1,4 ]okcazun-3(4H)-om.

[Moxyganmn u3 mpomexxyTo4Horo nponykra 50 MO METOAMKE, aHAJIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
MPOMEKYTOYHOTO TpoaykTa 46. dy (300 MI', CDCl;) 9,08 (s, 1H), 7,23 (d, J 8,3 T', 1H), 6,94 (d, J 8,3 ',
1H), 4,73 (q, 1 6,9 I'y, 1H), 1,61 (d, J 6,9 I', 3H). 2KXMC [M+H]+ 199/201, BY 2,30 mu=H.
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[Tpomexyrounstit npoaykt 54. (R)-Otun-2-[(6-6poM-4-MeTHI-2-HUTPOIUPHUIANH-3 -IT)OKCH | TPOITaHOAT.

[Moxyganu U3 MpPOMEXYTOYHOTO HPOAYyKTa 64 1O METOAMKE, aHAIOTHYHON OIMMCAaHHOW ISl MOJy4eHUS
MPOMEKYTOYHOTO Tpoaykra 45. oy (300 MI', CDCl;) 7,56 (s, 1H), 4,60 (q, J 6,8 I'n, 1H), 4,16 (qd, J 7,1, 1,1
I'y, 2H), 2,46 (s, 3H), 1,62 (d, J 6,8 'y, 3H), 1,24 (t, J 7,1 I'u, 3H).

[Ipomexyrounsrit mpoaykt 55. (R)-Metui-2-(4-6pom-2-hTop-6-HUTPOoHEHOKCH )ITPOTTAHOAT.

[Monydanu u3 4-6pom-2-pTop-6-HUTPOPEeHOTA IO METOAMKE, AHATIOTHUIHONW OMUCAHHOW JUISI TIOMydEHUS
MPOMEKYTOYHOTO mpoaykra 45. &y (300 MI'u, CDCly) 7,75 (t, J 2,2 ', 1H), 7,48 (dd, J 10,5, 2,4 T'n, 1H), 4,90
(q,J 6,9, 1H), 3,73 (s, 3H), 1,67 (dd, J 6,8, 0,7 ', 3H).

[Ipomexyrounbrit mpoaykt 56. (R)-6-bpom-2,8-mumernn-2H-mupuno[3,2-b][ 1,4]okcasun-3(4H)-oH.

[Tony4anu w3 MPOMEXYTOYHOTO MPOAYKTa 54 MO METOAWKE, aHATOTHYHOW ONMUCAHHOW IS TIONydeHHS
MPOMEKYTOYHOTO TpoaykTa 46. &y (300 MI', AIMCO-dg) 11,34 (s, 1H), 7,13 (s, 1H), 4,77 (q, J 6,8 T'y, 1H),
2,18 (s, 3H), 1,44 (d, J 6,8 I'y, 3H). XKXMC [M+H]+ 257/259, BY 2,711 mun.

[Ipomexyrounsrit mpoaykt 57. (R)-6-bpom-8-dTop-2-meTmin-2H-6en30[b][1,4]okcazun-3(4H)-oH.

[Moxygann U3 MPOMEXYTOYHOTO HPOAYKTa 55 1O METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
MPOMEXYTOUHOTO TIpoaykTa 46. oy (300 MI'n, IMCO-de) 10,95 (s, 1H), 7,21 (dd, J 10,1, 2,2 T'm, 1H), 6,88 (t,J
2,0 T'u, 1H), 4,80 (q,J 6,8 T', 1H), 1,45 (d, J 6,8 'y, 3H). XKXMC [M+H]+ 260/262, BY 2,761 mus.

IMpomexyrounslit npoaykt 58. 5-bpomb6en3o[d]okcazon-2(3H)-on.

PactBop 2-ammH0-4-6pomdenomna (50,1 T, 266 mmons) u 1,1'-kapoonmmuumunazona (51,9 r, 320 Mmous)
B TI'® (1 ;1) mepemermBany Npu KUISTYEHUN C OOPATHBIM XOJIONWILHUKOM B TedeHue 2 4. [locne oxnmakaeHus
1o KT cmecs pazbasnsii BogasiM pactBopoM HC1 (2M) n skerparuposaiu ¢ nomorusio EtOAc. Opranndecknit
CJIOW TTPOMBIBATM HACHITIIEHHBIM BOAHBIM pactBopoM NaHCO; u paccosiom, 3atem cymmnu (Na,SO,4) 1 BEImapu-
Bany B Bakyyme. OcraTok pactupanu co cMecbio EtOAc (30 M) u renrana (3 MiT) ¥ OTyYaid MEPBYIO TOPIHIO
nuckomoro coemunerus (32,5 r, 56%). KoHnerTpupoBaHue MaTOYHOTO pacTBOPA JAaBAJIO BTOPYIO MOPIHIO MCKO-
Moro coenuaeHus (24,5 r, 41%). dy (300 MI'n, AMCO-ds) 11,84 (s, 1H), 7,26 (s, 3H). XKXMC [M-H] 212/214,
BY 2,603 mun.

[IpomexxyTounbIit mpoaykT 59. 2-AmuH0-4-6poM-6-hTopdenonr.

[Tpu nmepeMemmBaHum K pacTBopy 4-0pom-2-pTop-6-auTpodenona (15 r, 0,072 mons) B EtOH (750 mur)
no6asisun SnCl, (67,5 r, 0,36 Monb). Peaknmonnyto cmech Harpeanu npu 80°C B TeueHue 2 4, 3aTeM BBLUTHBA-
7 Ha Jen. 3HaueHue pH yctaHaBiuBaiau paBHBIM 7-8 ¢ HCTONIb30BaHHEM BoaHOro pactBopa NaOH, 3atem Boa-
HBIA CJI0H 3KCcTparupoBaiu ¢ noMombio EtOAc (2x600 mit). O0beIMHEHHBIH OPTaHMYECKUAN CITON CYIIHMITN HaT
6e3BoHBIM Na,SOy4, 3aTeM KOHLEHTPUPOBAIH U MOdydanu uckomoe coexunenue (10,5 r, 70%) B Buge ceporo
TBepaoro Bemiectsa. Oy (400 MI'n, IMCO-d¢) 9,21 (s, 1H), 6,72-6,45 (m, 2H), 5,17 (br s, 2H).

[Mpomexyrounstit npoxykr 60. 5-bpom-7-dprop-3H-1,3-06en30kca3omn-2-0H.

[Tpn mepememBaHNM K pacTBOpy HpoMexxyToyHoro mpoxaykra 59 (10,5 r, 0,050 mons) B TT'® (210 M)
no6assmn KU (9,8 1, 0,069 monb). PeaknmonHyto cMech HarpeBanu npu 60°C B Teuenue 15 4, 3atem peax-
uio ocraHaBiauBaym 2 H. pactBopoM HCI (5 mi) n cMmech skctparupoBainu ¢ nmomoimbio EtOAc (2x850 mu).
OOBbeIMHEHHBIH OpraHUYecKHi cJIoW cymwin Hajx 0e3BoaHbIM Na,SO, n KoHIEeHTpupoBanu. HeounrieHHbIH
OCTaTOK OYHIAIIN C TIOMOIIBIO KOJIOHOYHOH XpoMmaTorpadun (muokcnn kpemawns: 100-200 memr; 20% EtOAc B
TeKCaHax) W Mmoiydanu uckomoe coeauuenue (9,5 r, 80%) B Bume ceporo tBepmoro emectBa. Oy (400 MI',
IMCO-dy) 12,18 (s, 1H), 7,37 (dd, J 10,0, 1,8 T';, 1H), 7,15 (dd, J 1,8, 0,7 'y, 1H).

[TpomexxyTounbIii TPOAYKT 61. 4-MeTrmImupuanH-3-niamnerar.

VYkeycuwiii aurugpun (1000 mi, 10,6 Monb) KUIMATHIN ¢ OOpaTHBIM XOJIOAWJILHUKOM. HarpeBatenbHyro
0aHIO yAAISUIN U TMOPIHUAMH JT00aBISIIN 4-MeTHImupuauH 1-okeun (496 T, 4,55 Momb) 11 IOAACpKAHMS KHTIC-
aus. [Tocie 3aBepuieHus po6asnenus (1,5 1) peakimmOHHON cMecH AaBayn oxJamuThes 10 KT u ee KOHIIEHTpH-
poBanu B Bakyyme. OCTaTOK MepeMEIINBaIN ¢ HACHIIIEHHBIM BOTHBIM pacTBopoM NaHCO; u skcTparupoBaiu ¢
nomombto JIXM. O0benunennsie opranndeckue ciaou cymuan (Na,SO,) n BeInapuBaiy B BaKyyMe U IOJTydaiIu
TeMHOe Macio (553,5 r), copepxaiee uckomoe coenunenue (67%).

IIpomexxyTouHbli TPoayKT 62. 4-MeTunnupuaus-3-o1.

Momnoruapar ruapokcuna autus (32,1 r, 764 MMoIb) 100aBISsUTH K TPOMEXYTOUHOMY TpoaykTy 61 (127 T,
841 mmons) B TT'® (500 mur) u Boge (500 mu). Yepes 6 4 TI'® ynansiau B Bakyyme, 3ateM gobasisum XM n 1
M BoaHBII pacTBOp Tuapokcuna Hatpus. Cion pasnaesnsuid. Bomayro ¢a3y MOAKUCISIN KOHIEHTPHPOBAHHON
HCI no obecnieuenns 3navuenust pH, paBHOTO MpuMepHO 4-5, 3aTeM HACHIIIATN XJIOPUIOM HATPHSI M SKCTPATHPO-
Banu ¢ nomoiisio EtOAc. O0beHEHHBIE OpTraHMYECKHUEe CIIOW TPOMBIBAIIN paccoiioM, cymmin (Na,SO,) u BbI-
MapuBaJId B BAaKyyMe U Moirydanu uckomoe coeauuaenue (19 r, 21%). oy (300 MI'u, CDCl3) 10,72 (s, 1H), 8,16
(s, 1H), 7,93 (d,J 4,9 I'u, 1H), 7,14 (d, J 4,9 I'n, 1H), 2,31 (s, 3H).

[TpomexxyTouHbIH TPOAYKT 63. 4-MeTwi-2-HUTPOTHUPUTUH-3-0]1.

[Tpu oxnaxxaernn B 6aHe CO CMECHIO JIe/BOIa TPOMEXYTOUHBIN MpoayKT 62 (59 r, 545 MMoIIb) TOpITUSMU
00aBISITM K KOHIICHTPUPOBAHHOM cepHOM kuciote (290 M), moanepskuBas temreparypy Huxe 40°C. ITpu 0°C
B TE€YEHHE NMPHUMEPHO 45 MHH IO KaIUIsIM J00aBIJISUIN OXJIaXICHHYIO JIBJIOM CMECh IBIMAIICH a30THOW KHCIOTHI
(25,5 mi, 600 MMOJIb) M KOHIEHTPHPOBAHHOW CEpHOI KHCIOTHI (58 MII), MOIAEpKUBAs TEMIEpaTypy HIDKeE
20°C. INocne 3aBepuienust 100aBIeHNs PeakMOHHYIO cMech niepeMernuBainy npu KT B Teuenue 2 4, 3aTeM BbI-
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JMBAJIX B cMeCh BOAbI co Jb10M (1,5 ). K momydenHo# cMecH 0CTOpOKHO HOOABISIIIN THAPOKCH aMMOHHUS JI0
obecnieueHus 3HaueHust pH, paBHOro nmpumepHo 1-2. [lomydeHHBIH 0caqoK OTGMIETPOBHIBATHN U CYIIWIA H TO-
Jy9aiu uckomoe coeaunenue (69,5 r, 83%). oy (300 MI'u, IMCO-dy) 10,40 (s, 1H), 7,93 (d, J 4,5 T'u, 1H), 7,57
(d,J4,5Tn, 1H), 2,32 (s, 3H).

[IpomexxyTodHbIH POAYKT 64. 6-bpoM-4-MeTHI-2-HUTPOTUPUINH-3-0JT.

B armocdepe azota merokcun Hatpus (30 mac.% pactBop B MeOH, 85 mi, 454 MMoIb) 100aBIsIIHN K pac-
TBOPY IpoMexxyTouHoro npoaykra 63 (70 r, 454 mmoins) B MeOH (500 mm). Cmech nepememuBanu mpu KT B
TedeHune 15 MuH, 3aTeM NpH OXJIKICHUH B OaHE CO JIHJIOM IO KaIuIsIM T00aBIIsIN pacTBop Opoma (23,4 mi, 454
MMoutb) B MeOH (100 mur). ITocne nepemermuBanus npu KT B Teuenne 2 4 cMech KOHIIEHTPUPOBAIN B BaKyyMe.
OcraTok moaBeprayiu pacnpeaeneHuto Mexmay Bomgon (600 mi) u EtOAc (600 M) u ciou pasnensiia. Bomayro
(ha3y HachIIAIM XJIOPHUAOM HATpHs U dKcTparupoBaiu ¢ nomoinsio EtOAc (600 mir). OGbeanHeHHBIE OpraHuye-
CKHE CJIOM MpOMBbIBaiH paccojioM, cymmin (Na,SO4) u BeinapuBainu B Bakyyme. OCTaTOK KPUCTAJUIU30BAIU U3
M30TIPOITMIIOBOTO CIIMPTA M MOJIydalld McKoMoe coeauHeHue (65 r, 61%). oy (300 MI'm, CDCl;) 10,52 (s, 1H),
7,60 (s, 1H), 2,41 (d, J 0,8 ', 3H).

[Mpomexyrounstit npoaykt 65. dtmi-(E)-3-(3-aMuHO-5-XT0pIHUPHIUH-2 -1IT)[IPOTI-2 -€HOAT.

K nerasupoBanHoMy pactBOpy 2,5-muxnopnupuaus-3-amusa (10 r, 0,0613 mmons), sTrnakpuiara (12,9 r,
0,128 mmomnp), AUIIDA (28,7 mi, 0,1655 mmons) u TBAB (19,7 1, 0,0613 mmois) B8 IM® (200 mur) gobapnsiim
1,4-6uc-(mupennndochuno)oyran (5,2 r, 0,0122 mmons), 3atem Pd(OAc), (1,37 1, 0,00613 mmons). Peakinon-
HYIO CMECh Jiera3upoBayn B Tedenue emie 30 muH, HarpeBaiu npu 140°C B Teuenue 30 9, 3aTeM pPEaKIMiO OCTa-
HaBiuBaH ¢ romoirsio HyO. Boasbrit ciioit axcTparupoBaiu ¢ nmomombsio EtOAc. O0bennHEHHBIH OpraHude-
CKHI CIIO¥ cymmian Haja 06e3BoAHbIM Na,SO, W KOHIIGHTPUPOBAIH, 3aTEM OUYHUIIAIA C MOMOIILI0 KOJTOHOTHON
xpomarorpadun (muoxcun kpemams: 100-200 menr; 50% EtOAc:rekcaHbl) ¥ MOJTYYadld UCKOMOE COSAWHCHHE
(7,2 T, 52%). 8y (400 MI'n, IMCO-d¢) 7,95 (d, J 17,2 ', 1H), 7,81 (s, 1H), 7,19 (s, 2H), 6,75 (d, J 17,5 I'L,
1H), 6,19 (s, 1H), 4,21 (q, 2H), 1,21 (t, 3H). )KXMC: m/z 227 (aucrota 97,7%).

IIpomexxyTouHbIH TPORYKT 66. DTHI-3-(3-aMUHO-5-XTOPIUPUINH-2- W) IPONIaHOAT.

K pactBopy npomeskyTounoro npoaykra 65 (10 r, 0,0441 mons) B MeOH (100 mi1) no6asistmu NiCl, (2,85
1, 0,0220 Mmoib), 3aTem NaBH, (3,3 r, 0,0882 monp). Peakunonnyio cmech nepememuBanu npu KT B Teuenue 2
4, 3aTeM (QUIBTPOBAIH Yepe3 uenuT. PuinbTpar npoMeiBanu ¢ nomoiusio HyO, cymmnm Han 6e3BoaHbIM Na,SOy
U KOHICHTPHPOBaIH. HEOUHIIEHHBI OCTATOK OYHIIANHN C TTOMOIIBIO KOJIOHOYHOHW XpomaTtorpaduu (IHOKCHI
kpemans: 100-200 menr; 10% EtOAc B rekcaHax) u moiydanu uckomoe coenuaerue (8 r, 79%). oy (400 MIn,
JAMCO-dy) 7,65 (d, J 2,2 T, 1H), 6,96 (d, J 2,2 'y, 1H), 5,46 (s, 2H), 4,03 (q, J 7,1, 4,0 I'y, 2H), 2,78 (t, J 6,7,
1,1 T'm, 2H), 2,69 (t,J 6,7, 1,3 I'm, 2H), 1,16 (t, 3H). XKXMC: m/z 229 (aucrota 97,6%).

[IpomexxyTounbIii TpoaAyKT 67. 7-Xnop-3,4-guruapo-1H-1,5-madptupuaun-2-ox.

K pactBopy nmpomesxyrouroro npoaykra 66 (8 r, 0,0350 monn) B TT'® (80 mur) nobasisuii TpeT-0yTOKCH]T
kamus (5,88 1, 0,0524 monp). PeaknnoHHyI0 cMech TiepeMenTuBaid B TedeHne |1 4, 3aTeM pa30aBIIsIN C ITOMO-
mpio HyO. BoaHsrit cioit axctparuposBanu ¢ nomornibio EtOAc. OO0beqMHEHHBIH OpTraHMYECKHHA CIIOW CYIIHIN
Hax Na,SO,, 3aTeM KOHIIEHTPHPOBAIH U MONTydanu uckoMoe coeanHerue (5,2 T, 81%), KoTopoe MCIIoIb30BaIN
0e3 KakoW-Tr00 TOTOTHUTEIBLHOW 09rCTKH. Oy (400 MI', JIMCO-d¢) 10,27 (s, 1H), 8,11 (d, J 2,2 T'n, 1H), 7,22
(d,J2,3Tm, 1H), 3,01 (dd, J 8,5, 7,0 'y, 2H), 2,60 (dd, J 8,5, 6,9 T';, 2H). 2KXMC: m/z 183 (uucrota 95,6%).

[TpomexxyTOouHBII NPOAYKT 68. 2-AMHUHO-6-XJIOPITUPUINH-3-KapOOHOBAast KUCIIOTA.

PactBop 2,6-muxmopniupuaus-3-kapoonoBor kuciotel (3 T, 0,0157 Momb) B BOJHOM pacTBOpE aMMHaKa
(30 M) HarpeBanu B repMeTH3NpoBaHHON npodupke npu 130°C B Teuenne 12 4. PeakumoHHyIO cMech KOHIICH-
TPUPOBAJIH, U TOIYYCHHOE HEOYMIIIEHHOE TBEPJOE BEIIECTBO PACTHUPAIM C JAMUITWIOBHEIM 3()UPOM U MOIydalld
nuckomoe coeanuerne (2,5 r, 93%). oy (400 MI'u, AMCO-de) 8,02 (d, J 8,0 I'y, 1H), 7,55 (s, 2H), 6,62 (d, J 8,0
I'u, 1H). XKXMC: m/z 173 (97,70%).

[TpomexyTouHbIit NPOIYKT 69. (2-AMHHO-6-XTOPIUPHINH-3-HI)METAHOL.

K pactBopy mpomexxytouHoro mnpoaykra 68 (10 r, 0,058 momnp) B TT'® (100 M), BELIEp)KHUBAEMOMY TIPH
0°C, nobGasmsumn 2 M pactBop KoMmImiekca 6opana ¢ qumeTmicyibdumom B TI'D (87 mm, 0,174 mons). Peakuu-
OHHYIO CMECh KHITATHJIA C OOpaTHBIM XOJOAWIHHUKOM B TEUEHHE 2 U, 3aT€M PEaKIHI0 OCTaHABIMBAIH HACHI-
meHHBIM BoIHBIM pacTBopoM NH,Cl. BomHsrii cioii axcTparupoBaimu ¢ momoimbio EtOAc. OO0beAnHEHHBIH 0Op-
TaHUYeCKuid cinor cymmmm Haa Na,SO, U KOHIEeHTpUpoBaiH. HEeOUHIIeHHBIH OCTATOK OYHIIAIN C ITOMOIIBIO
KOJIOHOYHOM Xxpomatorpadun (quokcua kpemuus: 100-200 memr; 2% MeOH B JIXM) u morygann HCKOMOeE co-
enunenue (2,5 r, 27%). dy (400 MI'u, IMCO-d¢) 7,39 (d, J 7,6 T'i, 1H), 6,54 (d, J 7,5 'y, 1H), 6,12 (s, 2H),
5,19 (t,J 5,5 'y, 1H), 4,53-4,08 (m, 2H). KXMC: m/z 159 (90,92%).

[Mpomexyrounslit npoxykt 70. 2-AMUHO-6-XJIOPIUPUANH-3-KapOasbIeT .

K pactBopy mpomexyrounoro mpoaykra 69 (5 r, 0,0316 moms) B JIXM (100 mi1), BeIIEpKHBAEMOMY TIPH
0°C, nob6apmsum [1XX (20,41 1, 0,0949 mons). Peakimonnyto cmech nepememuBany npu KT B Teuenue 2 4, 3a-
TeM pa3z0aBisiM AUATUIIOBBIM 3dupom (10 M) u GubTpoBany yepes uenur. OpraHuuecKUid cI0i KOHIIEHTPHU-
pOBan M TOJlydeHHOE CMOJI000pasHoe TBepaoe BeulecTBO pacTBopsui B EtOAc. Opranuueckuii cioil mpoMbl-
Banu ¢ nomotpio H,O, 3aTem cymmnu Hag 6e3BogHbIM Na,SO, M KOHIIEHTPUPOBAIH U MOTYJIaId UICKOMOE CO-
exunenue (3,25 r, 66%). oy (400 MI'u, AMCO-dg) 9,84 (s, 1H), 8,04 (d, J 7,9 I'u, 1H), 7,90 (s, 2H), 6,77 (d, J

-26 -



034977

7,9 I'u, 1H). XKXMC: m/z 156,95 (91,80%).

[Mpomexyrounstit npoaykt 71. Otnn-(E)-3-(2-aMHHO-6-XTOPIHUPHIUH-3 -HIT)[IPOTI-2 -€HOAT.

K cycnensum NaH (2,53 1, 0,063 moms) B JIM® (20 mn), BeigepkuBaeMoit pu 0°C, 1o0aBsid TPUITHII-
dbocdonoanerar (14,19 r, 0,063 momn). Peakimonnyro cmech nepememmusanu npu 0°C B Teuenue 30 muH. K pe-
aKIIMOHHOW CMECH JOOABJISLITH MPOMEKYTOIHBIN poykT 70 (6,5 T, 0,042 Mons). PeaknimoHHYI0 CMeCh TiepeMe-
muBany npu KT B Tedenue 1 4, 3aTeM peaxiuio OCTaHABIMBAIN BOJOU o JibJI0M. BoaHbI| cioil skcTparupona-
mu ¢ momonipio EtOAc. Opranmdeckuii ciort cymmm Haa Na,SO,, KOHIEHTPUPOBAIM W TMOTydYald UCKOMOE
coequnenue (7 T, 72%), KOTOPOE UCIOIB30BAIN 0€3 JOMOTHUTENbHOW ouncTkh. Oy (400 MI', IMCO-ds) 7,88
(d, 78,0 I', 1H), 7,74 (d, J 15,7 ', 1H), 6,86 (s, 2H), 6,58 (dd, J 8,0, 0,6 I'y, 1H), 6,46 (s, 1H), 4,17 (q, J 7,1
I'm, 2H), 1,25 (t,J 7,1 I'm, 3H). KXMC: m/z 227,05 (82,91%).

IIpomexyTouHBIH TPORYKT 72. DTHUI-3-(2-aMUHO-6-XIOPIUPUINH-3-MI)IPONAaHOAT.

K pactBopy npomexyrtounoro npoaykra 71 (7 r, 0,030 moss) B MeOH (50 mur) no6asnsiu NiCl, (0,788 T,
0,0061 moms), 3arem NaBH, (2,34 r, 0,061 momns). Peakunonnyro cmech nepememuBany mpu KT B Teuenue 1 4,
3arteM paz0aBisui ¢ nomompio H,O m skerparupoBanu ¢ nomouipio EtOAc. OObeanHEHHBIN OpraHHYecKuit
cioit ey Hag NaSQ,4, KOHIIEHTPUPOBAIM U TOIYYaIH UCKoMoe coenuHeHue (6,5 T, 92%), KOTopoe UCIIONb-
30BaH 0e3 KaKOW-IU00 MOMONHUTEIBHON ounucTKH. Oy (400 MI', IMCO-d¢) 7,21 (d, J 7,6 T'n, 1H), 6,48 (d, J
7,6 'y, 1H), 6,24 (s, 2H), 4,04 (q, J 7,1 I'y, 2H), 2,64 (t,J 7,4 'y, 2H), 2,57-2,45 (m, 2H), 1,16 (t,J 7,1 I'n, 3H).
KXMC: m/z 229,05 (90,65%).

[Ipomexxyrounblii mpoaykt 73. 7-Xnop-3,4-guruapo-1H-1,8-madtupuaun-2-oH.

K pacTtBOpy mpomexytodHoro mpoxykra 72 (6,65 r, 0,028 momp) B TT'® (50 mi) moGammsuin Tpet-
Oyroxcun kamus (4,7 r, 0,042 moinp). PeaknimoHHy0 cMech TiepeMelnBaId B TeUeHue | 9, 3aTeM pa30aBisuid ¢
nomornisio H,O. BonHsrid cnoit skctparuposaiy ¢ nomomibio EtOAc. OObeAMHEHHBIH OpraHnYeCcKril CIOH Cy-
e Hax Nap,SO,, KOHIIEHTPHPOBAIH U MOJTydan uckomoe coenuHenune (4,6 T, 90%), KoTopoe UCTIONB30BaIN
0e3 KakoW-Tr00 TOTOTHUTEIBLHOW 09rcTKH. Oy (400 MI', JIMCO-dy) 10,68 (s, 1H), 7,63 (d, J 7,7 ', 1H), 7,03
(d, J 7,7 I'm, 1H), 2,87 (dd, J 8,3, 7,0 T'u, 2H), 2,50 (d, J 15,3 I'y, 2H). KXMC: m/z 225 (anmykr CH;CN;
91,18%).

[Mpomexyrounstit  npoxykr 74.  7-Xmop-1-[(1,3,5-Tpumernnnupazon-4-mwin)merun]-3,4-auruapo-1,8-
HadTUpUANH-2-0H.

K cycnensun NaH (6,5 r, 0,164 monp) B IM® (40 mi), BeraepxkuBaemoii ipu 0°C, 1o6aBiIsiamn npomMexy-
TOYHBIN npoaykt 73 (4,6 r, 0,032 monb). Peakunonnyio cmech nepememuBanu mnpu 0°C B teuenue 30 mun. K
PEaKIIMOHHON cMecH M00aBIsUIH MPOMEKYTOIHBIH TpoaykT 36 (12,7 r, 0,065 Mob) B MONYIEHHYIO CMECh Tie-
pememmBany npu KT B Teuenne 1 9, 3areM peakmnuio octaHaBnuBaiy ¢ nmomoimbio H,O. Bomubiii cioit skcTpa-
rupoBaiu ¢ momonsio EtOAc. OO0beAMHEHHBIN OpTaHMYECKUN CITOW TIPOMBIBAIIA PACCOJIOM, CYIIHIIA M KOHIICH-
TPUPOBAIH M TOIYyYaJIl UCKOMOe coeauHeHue (5 , 65%), KOTopoe HCIOIh30BaIH 0€3 JOTOIHUTEIFHOW OUHCT-
ku. Oy (400 MI', AMCO-dg) 7,65 (d, J 7,6 I'u, 1H), 7,08 (dd, J 7,7, 2,0 I', 1H), 4,93 (s, 2H), 3,54 (s, 3H), 2,80
(t, 37,5, 2H), 2,65 (t,J 7,4 I'u, 2H), 2,23 (s, 3H), 2,07 (s, 3H). KXMC: m/z 305,10 (97,94%).

IIpomexyrounbii  mpoxykr  75.  7-Xmop-1-[(1,3,5-tpumermnmupa3zon-4-wi)metnn]-3,4-muruapo-1,5-
HadTUpUINH-2-0H.

K cycnemsun NaH (3,2 1, 0,1369 mons) B JIM® (100 mu), BeiepxkuBaemoit pu 0°C, nobasisin nmpome-
KYTOUHBIH TpoaykT 67 (5 1, 0,0273 Mounb). Peakumonnyto cmecs nepememmusaiu mpu 0°C B Teuenue 30 muH. K
peaKkuMoOHHOM cMecH J00aBISLIM MPOMEKYTOUHBIH mpoxykT 36 (10,6 T, 0,0546 Moib), U MOJIYYEHHYIO CMECh
nepemewnBaiu npu KT B Teuenue 1 4, 3aTeM peakiuio ocTaHaBiuBaiu ¢ nomoiibio HyO. Bogusiii cioit sket-
parupoBanu ¢ nomouipio EtOAc. O0beqMHEHHBI OPraHNYeCKUH CIIOH MPOMBIBAIN PAcCOJIOM, CYLIMIM U KOH-
HEHTPHPOBAIH M TOIyJaln HcKoMoe coenunenue (5,9 r, 71%), koTopoe ucmonp3oBanu 6e3 KakoH-11u0o0 JT0mo-
HUTEIbHOHN ouncTKh. Oy (400 MI't, IMCO-d¢) 8,14 (d, J 2,1 T'u, 1H), 7,45 (d, J 2,1 T'u, 1H), 4,95 (s, 2H), 3,55
(s, 3H), 2,97 (dd, J 8,8, 6,2 I', 2H), 2,75 (dd, J 8,7, 6,2 T'u, 2H), 2,18 (s, 3H), 2,00 (s, 3H). KXMC: m/z 305
(auctota 93,3%).

[IpomexyTrounblii mpoaykT 76. 7-Xmop-3-metmi-1-[(1,3,5-rpumeTnnnupa3zon-4-mwi)MeTun|-3,4-Turuapo-
1,5-HadTrpuanH-2-0H.

K pactBopy mpomexxytouHoro npoaykra 75 (2 r, 6,6 mmons) B TT'® (40 M), BEIAEPKUBAEMOMY TIPH -
78°C, nob6asmsumn JJAJI (7,28 mut, 13 MMOIIB) M peakIMOHHYIO cMech epeMernnBany npu -78°C B tedenue 30
muH. K peakumonnoit cmecn nobasnsum onmerad (1,19 r, 8,3 MMOJIb) M MOJTYYEHHYIO CMECh IIEpEMEIINBAIIH
npu KT B Teuenue 2 4, 3aTeM peakiUio ocTaHaBiuBaiu ¢ nomousio HO. Bogubiit cnoit sxkcTparupoBaiu ¢ mo-
momblo EtOAc. OObeauHeH BN opraHudeckuil ciod cymmian Hax Na,SO, M KOHIEHTPUPOBAIH M TONYYaIH
nucKkoMoe coenuHeHue (2 r, 96%), KOTopoe HCIoNB30Ball 0e3 KaKOH-T100 JOMOJHUTEIBHOW OunCTKH. Oy (400
MTI'n, IMCO-dy) 8,15 (d, 1H), 7,45 (d, 1H), 5,25 (d, J 15,8 I'n, 1H), 4,91 (d, J 15,8 ', 1H), 3,55 (s, 3H), 3,05
(m, 1H), 2,86 (m, 2H), 2,17 (s, 3H), 1,98 (s, 3H), 1,23-1,12 (m, 3H). XXMC: m/z 319 (uucrora 89,3%).

[Ipomexyrounbiii mpoaykr 77. 7-Xnop-3-metwmi-1-[(1,3,5-rpumeTnnnupa3zon-4-mwi)MeTun|-3,4-Turuapo-
1,8-HadTHpUANH-2-0H

K pactBOpy mpomexytounoro npoaykra 74 (3 r, 0,0098 moinp) B TT'® (20 mir), BRIIEP)KUBAEMOMY TIPH -
78°C, nobasmsuma JAJI (13,6 mi, 0,0245 Momb) U peakIMOHHYIO cMech repemermBany npu -78°C B reuenue 30
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muH. K peakunonHo#t cMmecu no6asisimn Hoameras (1 mut, 0,014 Mosb) M HONMYyYEHHYIO CMeCh IIEpEeMEIINBaIH
npu KT B Teuenue 2 4, 3aTeM peakiUio ocTaHaBiuBaiu ¢ nomousio H,O. Bogusiit cnoit skcTparupoBaiu ¢ mo-
Mompio EtOAc. O0benMHEHHBIH OpraHMYeCKUd ciior cymminu Hag Na,SO,; W KOHIEHTPUPOBAIH U TTOJTYYad
uckomoe coemunenue (2,3 r, 74%). oy (400 MI'u, CDCly) 7,38 (d, J 7,6 'y, 1H), 6,90 (dd, J 7,7 ', 1H), 5,20 (d,
J 14,6 T'n, 1H), 5,00 (d, J 14,5 ', 1H), 3,64 (s, 3H), 2,84 (ddd, J 15,2, 5,3, 0,8 I'y, 1H), 2,71-2,61 (m, 1H), 2,53
(ddd, J 15,4, 11,1, 1,1 'y, 1H), 2,34 (s, 3H), 2,19 (s, 3H), 1,27 (d, J 6,8 I't, 3H). XKXMC: m/z 319,10 (85,51%).

IIpomexyrounbii  mpoaykT 78. 5-Bpom-7-drop-3-[(1,3,5-tpumeTrnmupaszon-4-mwi)merun]-1,3-6eH30Kk-
ca3on-2-0H.

[Toy4anu u3 MpOMeEKyTOYHOTO MPOAYKTa 36 M MPOMEKYTOIHOTO MPOAYKTa 60 MO0 METOAUKE, aHATOTHY-
HOW OTIMCaHHOM I TTOTyYeHHS TPOMEXKYTOYHOTO MPOAYyKTa 74; ickoMoe coequaenue (5,5 T, 72%) momyyanu B
BHJIE TIOYTH Oenoro TBepAoro BemecTna. oy (400 MI', JIMCO-d¢) 7,48-7,40 (m, 1H), 7,30 (s, 1H), 4,81 (s, 2H),
3,62 (s, 3H), 2,25 (s, 3H), 2,08 (s, 3H). XKXMC: m/z 354 (99,2%).

[Mpomexyrounstit npoaykt 79. 6-(3-Metokcudenun)-2H,3H,4H-mupuno[3,2-b][ 1,4]okcasun-3-0H.

Cwmech 6-6pom-2H,3H,4H-ttmpuno[3,2-b][1,4]okca3zun-3-ona (1,82 T, 7,95 MMOJIb), 3-
METOKCHU(BEHIITOOpOHOBOM KUCIOTHI (1,45 T, 9,54 MMois) u 2 M BogHoro pactBopa Na,COs (12 mi) B 6e3Boa-
HOM 1,4-mmokcane (80 wur) perasmpoBanmm azotomM B TedeHwme 10 muH. K cMmecm nobGaemsmm  Ouc-
(umkronenTHIMeHMIpOCchan)uXIopnauIaanii-xKene3o (294,7 mr, 0,4 MMOJIb) M TIOJy4EHHYIO CMECh Harpe-
Banu nipu 100°C B Teuenue 3 4. PeakimonHo#t cmecu gaBanu oxyanutbes 10 KT, 3aTem ee pa3daBIisiiu ¢ TOMO-
mpio EtOAc. Cycnier3uto GUiIbTpoBaIl depe3 CIol IeauTa, MpoMbIBas ¢ momoinisio EtOAc. @uibTpaT KOHIICH-
TpupoBaiIM B BakyyMe. OUHCTKa HEOUYHMIEHHOTO OCTaTKa C MOMOINBI0 KOJOHOYHOHW xpomartorpaduu (0-40%
EtOAc:renran) masana uckomoe coenunenue (32%). oy (250 MI'u, IMCO-de) 11,31 (s, 1H), 7,53 (m, 3H), 7,37
(dd, J 14,3, 8,0 I'y, 2H), 6,95 (m, 1H), 4,67 (s, 2H), 3,80 (s, 3H). Meromuka D, BOXXX-MC: MH+ m/z 257, BY
1,72 muH.

IIpomexyrounbii mpoaykt 80. (2R)-8-Dtop-2-metun-6-(mupuaun-3-un)-3,4-guruapo-2H-1,4-6eH30K-
Ca3uH-3-0H.

CyCHneH3Ho poOMEXyTouHOTro mpoaykra 52 (5,0 r, 23,19 MMonb) ¥ THPUAWH-3-HIOOPOHOBOW KUCIIOTHI
(3,4 1, 27,66 mmons) B 2 M BoanoM pactBope Na,CO; (35 mi) u 1,4-guokcane (100 mi1) nerasupoBain a30ToM,
3aTteM N00aBisUIH Tpuc-(aubensmmmaeHaneToH)aunamiaanii(0) (531 mr, 0,58 mmons) n X-Phos (553 wmr, 1,16
MMOJIB) M CMecCh Jiera3upoBaiu a3otoM. Cmech HarpeBanu npu 100°C B TeueHue 16 4, 3aTeM OXJIaXk1anu U pas-
6apmsur Booit (100 mur) u ¢ momorpro JIXM (100 mi). Trepasle BemecTBa yaaasuin QUIBTPOBAHHEM depe3
IEJINT, 3aT€M OCTaTOK NpoMbIBaiy BojoH (50 mi) n ¢ nomompio IXM (2x100 mur). Boanslit cnoit sxcTparupo-
Banu ¢ moMomrsio XM (2x100 mir). OObeJMHEHHBIC OpPraHMYCCKHE CIIOU MPOMBIBAIU paccosioM (50 mi) u cy-
i (MgSOy,), 3aTeM pacTBOpUTENb YAAISUIH B BakyyMe. [loiydeHHOe KpacHOE TBEpAOe BELIECTBO PACTHPAIH
C TOPSIYUM TPeT-OyTHIMETHIIOBEIM 3dupom (100 mit), cobupany GUIBTPOBAaHUEM M TOTyUYaTl UCKOMOE COEMIH-
Henue (4,66 r, 78%). oy (500 MI'n, IMCO-d¢) 10,85 (br s, 1H), 8,80 (d, J 2,2 T'u, 1H), 8,56 (dd, J 4,7, 1,4 I'L,
1H), 7,98 (dt, J 8,0, 1,9 I'u, 1H), 7,48 (dd, J 7,9, 4,8 T', 1H), 7,32 (dd, J 11,7, 2,0 I'u, 1H), 7,01 (s, 1H), 4,83 (q,
J6,8 ', 1H), 1,48 (d, J 6,8 I't, 3H). Meronuka B, BOXXX-MC: MH+ m/z 259,1, BY 1,28 mun (100%).

[Ipomexyrounbrit mpoaykt 81. 8-Dt1op-6-(mupunun-3-nn)-3,4-muruapo-2H-1,4-6eH3okcaznn-3-0H.

Cycnienzuto 6-6pom-8-prop-3,4-murunpo-2H-1,4-6en3okcasun-3-ona (500 mr, 2,03 Mmob) 1 2 M BOJHO-
ro pactBopa Na,COs (2,03 mi, 4,06 mmoinb) B 1,4-muokcane (10 M) oObpabaTbIiBany MUPUANH-3-UI00POHOBOH
kucnoroit (375 wmr, 3,05 mmons), 3arem nodasmsutu Pd(dppf)Cl, (166 mr, 0,20 MMonb). CMech HarpeBallu MpH
100°C B Teuenue 2 4, 3atem oxnaxaanu. Jlodasmsm Boxy (10 mu) n EtOAc (10 mur). TBepmoe BemecTBo ynansi-
7 QUIBTPOBAaHUEM M TOydain MckoMoe coeauueHue (451 mr, 91%). 8y (500 MI'u, JIMCO-dy) 8,84-8,77 (m,
1H), 8,56 (d, J 4,1 I', 1H), 7,98 (d, J 7,9 T'u, 1H), 7,48 (dd, J 7,8, 4,8 'y, 1H), 7,35-7,27 (m, 1H), 7,01 (s, 1H),
4,70 (s, 2H).

[Mpomexyrounstit mpoaykt §82. 6-(1-Aueruinnunepuaus-3-mi)-8-prop-3,4-nqurunpo-2H-1,4-6enzokca3un-
3-0H.

CycreH31I0 IpoMeXyTOUHOTO mpoaykTa 81 (445 mr, 1,82 mmoins) B EtOH (15 M) u Boge (1,7 M) obpa-
OatpBay MeTaHCynbhoHOBON KucioTou (0,19 mm, 1,82 mMonb). Jlo6asmsmu okcny miatuab(IV) (86 mr, 0,38
MMOJIb) ¥ CMECh IIepEeMEIINBaIN B aTMOcdepe Bogopoaa B TeueHue 1 mHs. TBepmoe BemecTBo yaamsum QuibT-
pOBaHHEM Yepe3 KU3CNIbIyp, 3aTeM mpoMbiBau cMeckio MeOH/Bona (2:1, 3x15 mu). @unbrpar o6padaThiBamu
HaCBIEHHBIM BOIHBIM pacTBopoM NaHCO; (1 mi), 3aTem moaBepranm pactpeneneanto Mexay EtOAc (50 mur)
u Bojoi (20 mi). Oprannyeckuit cior cymmau (MgSQO,), 1 pacTBOPUTENb YAUISIN B BakyyMe. OCTaToK areTn-
JUPOBAJIM C UCTIOJIB30BaHUEM YKCycHOTO anruapuaa u JIUIIDA mo MeToanke, OMMMCAHHOM JIJIS TTOJIYICSHHUS TIPO-
MEKYTOYHOTO MPOAYKTa 84, U Moxydain uckomoe coenuaenue. oy (500 MI', IMCO-de) 10,87 (s, 1H), 6,85 (d,
1H), 6,61 (s, 1H), 4,63 (s, 2H), 4,48-4,33 (m, 1H), 3,79 (d, J 31,5, 13,0 I'y, 1H), 3,11-2,92 (m, 1H), 2,85-2,53
(m, 1H), 2,02 (s, 3H), 1,94-0,87 (m, SH). Metoauka B, BOXKX-MC: MH+ m/z 293, BY 1,51 mun (98%).

IMpomexyrounstit  mpoxykr  83.  (2R)-8-®rop-2-meTmin-6-(nmunepuaun-3-uin)-3,4-muruapo-2H-1,4-
OeH30Kca3nH-3-0H.

[Momyyanu U3 MPOMEKYTOYHOro MpoaykTa 80 MO0 METOMWKE, aHAJOTHYHON OMUCAHHOW VIS IOJTyYCHHUS
MPOMEXYTOYHOTO NPOAYKTa 82 (CTaauIo alleTWINPOBAaHUs HE MPOBOIMIN); UckoMoe coeaunenue (3,33 1, 88%)
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TOJTy4YajIi B BHJIE TIOYTH OEI0To TopomkoodpasHoro Bemectsa. Oy (500 MI', JIMCO-dy) 10,78 (br s, 1H), 6,77
(dd, J 11,8, 1,4 T'u, 1H), 6,56 (s, 1H), 4,72 (q, J 6,8 I'y, 1H), 3,00-2,91 (m, 2H), 2,57-2,51 (obs m, 1H), 2,48-2,44
(obs m, 1H), 1,89-1,77 (m, 1H), 1,70-1,60 (m, 1H), 1,52-1,44 (m, 2H), 1,43 (d, J 6,8 ', 3H). Meronuxa E,
BOXX-MC: MH+ m/z 265,2, BY 1,58 mun (100%).

IIpomexxyrounbrit mpoaykt 84. (2R)-6-(1-AnerunmunepuanH-3-mn)-8-hrop-2-meTmi-3,4-muruapo-2H-1,4-
OeH30Kca3nH-3-0H.

Ykeycusbiit aaruapug (0,79 mi, 8,36 MMoIb) 100aBISUTH K CYCTICH3UH TIPOMEXKYTOYHOTO MpoaykTa 83 (2,1
T, 7,55 mmons) u JJUIIDA (1,5 mi, 9,08 mmons) B IXM (40 mur). Cmech nepemeruBany mpu 20°C B TeueHue 2
JTHEH, 3aTeM TOoJBepraiu pacnpeneneHuio Mexmay 0,5 M BOIHBIM pacTBOPOM XJIOPHCTOBOJOPOIHON KHUCIOTHI
(50 M) u IXM (50 mur). Bommblit ciioit sxcTparupoBaiu ¢ moMomsio JIXM (2x50 Mi1) u 00beAMHEHHBIC Opra-
HUYECKHUE CJIOW TTPOMBIBAIM HACHIIIIEHHBIM BOJHBIM pacTBopoM Na,COs (30 mi) u pacconom (30 M), 3aTeM Cy-
i (MgSOy). PactBopurens ynansm B Bakyyme. [lomydeHHoe moutH Oerioe TBEpoe BEIIECTBO OYMINAIN C
MOMOIIBI0 KOJOHOYHOH XpomaTorpaduu (SiO,; ot 50% EtOAc/rentan no 10% MeOH/EtOAc) u nonydanu uc-
komoe coexuaerue (1,99 r, 75%). dy (500 MI'r, IMCO-d¢) 10,81 (s, 1H), 6,90 (d, J 11,9 I'r, 0,5H), 6,82 (dd, J
11,8, 1,5 I'y, 0,5H), 6,63 (s, 0,5H), 6,58 (s, 0,5H), 4,80-4,67 (m, 1H), 4,39 (app t, J 13,8 'y, 1H), 3,88-3,71 (m,
1H), 3,08-2,94 (m, 1H), 2,69-2,56 (m, 0,5H), 2,54-2,41 (obs m, 1,5H), 2,01 (s, 1,5H), 2,00 (s, 1,5H), 1,87 (app d,
J 11,8 I', 1H), 1,79-1,66 (m, 1H), 1,65-1,55 (m, 1H), 1,54-1,46 (m, 0,5H), 1,43 (d, J 6,8 I'y, 3H), 1,42-1,29 (m,
0,5H). Meromuka B, BOXKX-MC: MH+ m/z 307,0, BY 1,64 mun (87%).

[TpomexxyTodHbIH MPOMYKT 84 pasgensuik ¢ momomisio xupanbHoit HXKX (HagkpuTuueckast KHIKOCTHAsS
xpoMmatorpadusi) ¢ MCIoibp30BaHHeM KooHKH Lux Amylose 2, 250x21,2 MM, 5 Mxm; amoent: MeOH (30%).
MomudukaTop He T00ABJISIN, M CKOPOCTh IMOTOKA cocTaBisuia 50 MII/MUH; JJIMHA BOJHBI COCTaBisuia 218 HM;
TOJTyYajIi OTIEIbHBIE H30MEPHI, MPOMEKYTOUHBIN MPoayKT 84A (191 mr, I (amactepeon3oMepHbIil H30BITOK)
99%) 1 mpomexXyTouHbIH PoayKT 84B (576 mr, /11 98,5%).

IIpomexyrounbii  mponykt  85.  tper-bytmn-3-[(2R)-8-pTop-2-metnn-3-okco-3,4-muruapo-2H-1,4-
Oen3okca3nH-6-ni]-1 H-nmuppoin-1-kapOokcuar.

K mpomexxyroanomy npoaykry 57 (4,44 r, 17,06 mmons) B 1,4-nuokcane (100 mit) mo6aBisiia TpeT-0yTHII-
3-(4,4,5,5-terpamerni-1,3,2-nnokcaboponan-2-min)-1 H-muppon-1-kapookcunar (5 r, 17,06 mmons), 3atem 2 M
BoaHbIH pacTBOp Na,CO; (25,58 mu). IlomydeHHYI0 CMeCh JIera3upoBajIM B TECUCHUE 5 MHH, 3aTeM J00aBIISIIH
Pd(dppH)CL, (0,7 r, 0,85 MMoIB). PeaknimoHHYIO CMECh NIETra3MpOBaId B TCUCHHE CIIE 5 MHH, 3aT€M HarpeBajH
npu 100°C B Teuenue 2 4, 3aTeM ocTaBsuty oxyaxnatbes 10 KT. Jobasmsmu EtOAc (100 mi) u Boay (100 mor)
U cion paszaessu. Boanyro dasy skcTparupoBany JonoiHUTENEHBIM KonrmdecTBoM EtOAc (100 mir) m oObenn-
HEHHBbIe opraHwyeckue (pakuuu npombiBasm paccoioM (100 mur). Opranwyeckuid CiIoW KOHIICHTPUPOBAIN B
BakyyMme. [losryaeHHOEe HEeOUHIeHHOe TeMHOEe TBepaoe BemiecTBo (10,96 r) odynmanu ¢ TOMOIIBIO KOJIOHOTHOH
xpoMmaTtorpaduu (IIpu ITIOUPOBAHUH B TPATUEHTHOM pekuMe ¢ momonisio EtOAc/renTan) v mojrydaiy HCKOMOE
coeaunenue (3,92 r, 65%). 6y (500 MI'u, IMCO-d¢) 10,80 (s, 1H), 7,59 (t,J 1,9 I'u, 1H), 7,31 (dd, J 3,2, 2,2
I'm, 1H), 7,25 (dd, J 11,9, 1,9 I'n, 1H), 6,91 (s, 1H), 6,60 (dd, J 3,3, 1,8 I'y, 1H), 4,78 (q, J 6,8 I'y, 1H), 1,58 (s,
9H), 1,46 (d, J 6,8 I't, 3H). Metomuka B, BOXXX-MC: MH+ m/z 347,05, BY 2,30 mus (91%).

[Ipomexyrounbii  mponykt  86.  Tper-bytmn-3-[(2R)-8-pTop-2-metnn-3-okco-3,4-muruapo-2H-1,4-
OeH30KCa3UH-6-1JI |[TIPPOTHINH- | -kapOoKcHIaT.

Cycnensuto 10% namramuit Ha yrie (comepxkanue Boabl 50%) (2,95 T, 2,77 MMONB) U IPOMEKYTOTHOTO
npoaykra 85 (3,92 1, 11,09 mmons) B EtOH (50 M) u TT'® (75 mun) nepemenBaiy B aTMocdepe BO0Opo/ia IpH
KT B reuenwue 4,5 u. Karanuzarop ynansii GUITPOBAaHHEM C OTCACBIBAHHEM Yepe3 CIIOH IIeJMTa, IPOMBIBAs C
nomornisio EtOAc (100 mur) m TT'® (2x100 mi). @uiabTpaT KOHIIEHTPUPOBAIHM B BaKyyMe U MOJIyYalld HCKOMOE
coemmuenue (3,871 1, 91%). &y (500 MI'u, AMCO-dg) 10,80 (s, 1H), 6,87 (d, J 11,3 T'm, 1H), 6,62 (s, 1H), 4,74
(q,J 6,9 I'u, 1H), 3,66 (t, J 8,2 I'u, 1H), 3,44 (t, J 9,3 T'u, 1H), 3,31-3,21 (m, 2H), 3,08 (td, J 9,9, 4,3 ', 1H),
2,21-2,09 (m, 1H), 1,93-1,78 (m, 1H), 1,45 (s, 3H), 1,41 (d, J 4,8 'y, 9H). Meronuka D, BOXKX-MC: MH+ m/z
351,1, BY 3,36 mun (90%).

XwupanpHas xpomarorpadus (komonka: Cellulose 3, 25 cm; moxsmxknas daza: 10% MeOH: 90% CO,; cko-
pocth motoka: 4 mi/mMun;, YO npu 215 HM; UTMTETHHOCT: 7 MHUH) naBaia 2 nuka npu BY, paBaom 4,03 u 5,40
MUH, 9YTO COOTBETCTBOBAJIO CMECH JHACTEPEON30MepOB cocTana 1:1.

IIpomexyrounbiii  mponykt 87.  (2R)-8-drop-2-metun-6-(mupponunun-3-mn)-3,4-muruapo-2H-1,4-
OeH30KCa3HUH-3-0OHTUAPOXIIOPH]L.

K pactBopy mpomexyroanoro npoaykra 86 (1,4 r, 3,8 mmons) B EtOH (50 mur) mo6asismu 4 M pactBop
HCI B 1,4-nuokcane (47,45 mir). PeakumoHHYIO cMeCh KUITATHIIM ¢ OOpPAaTHBIM XOJIOJMILHUKOM B TE€UEHHE 2 4,
3aTeM KOHIICHTPUPOBAJIM B BaKyyMe W IMOJyJaid uckomoe coenuHeHue (1,19 r, KOIMUeCTBEHHBIH BBIXOM). Oy
(500 MI'u, IMCO-dg) 10,90 (s, 1H), 9,04 (s, 2H), 6,96 (dd, J 11,7, 1,7 I'u, 1H), 6,64 (s, 1H), 4,75 (q, J 6,7 'Ly,
1H), 3,57 (m, 1H), 3,39 (m, 2H), 3,24-3,15 (m, 1H), 2,99 (td, J 10,9, 4,5 I'u, 1H), 2,30 (s, 1H), 1,87 (p, J 9,7 I'Ly,
1H), 1,45 (d,J 6,8 I'u, 3H). Meromuka B, BOXKX-MC: MH+ m/z 250,95, BY 1,13 mun (94%).

IIpomexxyTouHbIi IPOAYKT 87A MOIydaad U3 MPOMEXYTOUHOTO MPOAYKTa §7 MO METOAMKE, aHAIOTUUHOU
ONKCAHHOM I MOJydyeHHs IPOMEXYTOUHOTO NMpOoAyKTa §8A; Moiyyanu OTAENBbHBIM H30MeEp, SBIISIOLUIUNCS
npoMeKyTouHBIM mpoaykToMm 87A (0,85 r, 100%). 6y (500 MI'u, IMCO-d¢) 10,90 (s, 1H), 9,38 (s, 2H), 7,03-
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6,87 (m, 1H), 6,72-6,57 (m, 1H), 4,74 (q, J 6,8 T'u, 1H), 3,59-3,49 (m, 1H), 3,37-3,27 (m, 2H), 3,22-3,10 (m,
1H), 3,03-2,89 (m, 1H), 2,34-2,22 (m, 1H), 1,92-1,78 (m, 1H), 1,50-1,37 (m, 3H). Metroauka C, BOXX-MC:
MH+ m/z 251, BY 0,71 mua (100%).

IIpomexyrounsiii npoaykt 88. (2R)-6-(1-Anerunmupponuaus-3-un)-8-prop-2-metun-3,4-muruapo-2H-
1,4-0eH30KCa3uH-3-0H.

VYkeycubiit aaruapun (0,37 mi, 3,96 MMoIIb) IIpH TIepeMeNTMBaHUH JO00ABISUIA K CYCTICH3UH TIPOMEKYTOY-
Horo mpoxaykra 87 (1090 mr, 3,57 mmouns) u JAUTIDA (1,3 miu, 7,87 mmons) B JIXM (100 mi). Peaknuonuyro
cMech IepeMernrBaIy B TeueHne 80 MUH, 3aTeM MOABEPTaIH pactpeneneHuio Mexay 0,5 M BOTHBIM pacTBOPOM
XJIOPUCTOBOOPOAHOM KUCcHOoTH (50 M) 1 IXM (50 mur). Opranudeckyto a3y OTACTISUIN M BOAHBIN CIOH AKCT-
parupoBasiv ¢ moMoIbio JIXM (2x50 mi). O0bemMHEHHBIC OpTraHNYECKHE YKCTPAKTHI MMPOMBIBAIH HACHIIIEHHBIM
BoIHBIM pacTBopoM Na,CO; (50 mur) u paccostom (50 mur), 3aTem cymunu Hax MgSOy, hunbTpoBany ynapusaiu
B BaKyyMe W ToNydajm mckomoe coemuHeHue (1,15 T, kommdgecTBeHHBIH BBIXOM). Oy (500 MI'm, JIMCO-ds)
10,91-10,70 (m, 1H), 6,98-6,74 (m, 1H), 6,72-6,55 (m, 1H), 4,74 (q, J 6,8 I', 1H), 3,87-3,73 (m, 1H), 3,66-3,44
(m, 2H), 3,29-3,06 (m, 2H), 2,31-2,12 (m, 1H), 1,98-1,94 (m, 3H), 1,94-1,77 (m, 1H), 1,49-1,39 (m, 3H). MeTo-
muka B, BOXXX-MC: MH+ m/z 293, BY 1,54 mun (99%).

IIpomexxyrounbrii mpoaykT 88 pasmemnsun ¢ momomsio HXXX (Chiralpak AS, 25020 MM, 5 MKM; 3ITIO€HT
MeOH (20%); MoaudukaTtop He HOOABISIN; CKOPOCTh MOTOKAa 50 MJI/MHH); MOJYYald OTIACIBHBIC H30MEPHI,
MPOMEKYTOUHBIH TPoaykT 88A (DU (3HaHTHOMEpHEIN H30BITOK) 97%) U MpoMeKyTouHbIi TponykT 88B (DU
97%).

Ipomexxyrounsrid mpoaykT 88A: &y (500 MI'n, IMCO-d¢) 10,91-10,78 (m, 1H), 7,00-6,81 (m, 1H), 6,72-
6,54 (m, 1H), 4,74 (q, J 6,7 I'n, 1H), 3,90-3,81 (m, 0,5H), 3,81-3,72 (m, 0,5H), 3,67-3,38 (m, 2H), 3,32-3,05 (m,
2H), 2,30-2,23 (m, 0,5H), 2,20-2,12 (m, 0,5H), 1,99-1,94 (m, 3H), 1,94 (s, 1H), 1,49-1,39 (m, 3H). Meronuka B,
BOXX-MC: MH+ m/z 293, BY 1,05 mun (97%).

IIpomexxyrounbiii mpoaykT 89. Tper-bByrnn-3-(8-prTop-3-okco-3,4-nuruapo-2H-1,4-6eH30KCca3nH-6-11)-
1 H-tuppon-1-kapOokcuiar.

IMomydyamu u3 6-0pom-8-hrTop-4H-1,4-6eH30kca3un-3-ona W TpeT-OyTHmn-3-(4,4,5,5-terpamermn-1,3,2-
nrokcaboposal-2-mi)-1 H-mupposn-1-kapOokcnnaTa 1mo MeToIMKe, aHaJOTWYHOW ONMHCAHHOW JUISl ITOJTydeHUS
MPOMEXYTOYHOTO MpoAyKTa 85 u mosyyanu uckomoe coenuHenne (37%). 8y (500 MI'm, IMCO-dg) 10,85 (s,
1H), 7,59 (t, J 1,9 I'u, 1H), 7,31 (dd, J 3,2, 2,2 I'n, 1H), 7,25 (dd, J 11,9, 1,9 I'y, 1H), 6,92 (s, 1H), 6,60 (dd, J
3,3, 1,8 I'n, 1H), 4,66 (s, 2H), 1,58 (s, 9H). Meroauka B, BOXX-MC: MH+ m/z 333, BY 2,07 musn (72%).

IMpomexyrounstit  mpoxyktr 90. Ttper-byrnn-3-(8-¢pTop-3-okco-3,4-nurunpo-2H-1,4-6enzokca3nn-6-
WIT)TUPPOJIUANH- | -KapOOKCHIIaT.

[Moxyganu U3 MPOMEXyTOYHOrO HPOAyKTa 89 MO METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
MPOMEKYTOYHOTO MpoayKTa 86; monydanu uckomoe coenuuerue (1,0 r, 100%). 8y (500 MI'u, AMCO-dg) 10,85
(s, 1H), 6,86 (d, J 11,7 'y, 1H), 6,62 (s, 1H), 4,63 (s, 2H), 3,69-3,62 (m, 1H), 3,48-3,41 (m, 1H), 3,30-3,21 (m,
2H), 3,12-3,03 (m, 1H), 2,14-2,10 (m, 1H), 1,90-1,80 (m, 1H), 1,45-1,37 (m, 10H). Metoauka B, BOXX-MC:
MH+ m/z 336, BY 1,95 mun (99%).

[Ipomexxyrounbit mpoaykt 91. 8-dTop-6-(mupponuan-3-mn)-3,4-qurunpo-2H-1,4-6er30kca3uH-3-0H.

[Momyyanun U3 mpoMexyTogHOro mpoaykTa 90 mo MeTonuke, aHaJOTHMIHON ONMMUCAHHOW UIS IOJTyYeHHS
MPOMEKYTOYHOTO TpoayKTa 87; mosydann mckomoe coexmuenue (209 wmr, 33%). Meroauka B, BOXX-MC:
MH+ m/z 237, BY 0,91 mun (93%).

ITpomexxyTOuHBIH IPOLYKT 92. 6-(1-Anermmupponuaus-3-ui)-8-drop-3,4-quruapo-2H-1,4-
OeH30Kca3uH-3-0H.

[Moxyganu U3 MpPOMEXyTOYHOTO HPOAyKTa 91 MO METOAMKe, aHAIOTHYHON OIMMCAaHHOW ISl MOJy4eHUS
MPOMEKYTOYHOTO TpoaykTa 88; momywann uckomoe coenmuenue (285 mr, 100%). 6y (500 MI'm, IMCO-dy)
10,87 (s, 1H), 6,99-6,79 (m, 1H), 6,71-6,52 (m, 1H), 4,67-4,60 (m, 2H), 3,87-3,73 (m, 1H), 3,65-3,48 (m, 2H),
3,30-3,06 (m, 2H), 2,29-2,10 (m, 1H), 1,98-1,93 (m, 3H), 1,94-1,77 (m, 1H). Meronuka B, BOXXX-MC: MH+
m/z 279, BY 1,45 mun (94%).

[Ipomexyrounbii  mpoaykt 93. Tper-byrmin-3-(3-okco-3,4-murunpo-2H-1,4-6en3okca3nH-6-mr)-1H-
muppoJi- 1 -kapOoKcHIaT.

[Momyyamu w3  6-Opom-2H-1,4-6enzokcasun-3(4H)-ona wu  tper-Oyrun-3-(4,4,5,5-terpamermn-1,3,2-
nmuokcaboponan-2-wun)- 1 H-muppon-1-kapOokcunara mo MeTOIWKe, aHaJOTHYHON OIMMCAHHOW IS TOJTydCeHHUS
MPOMEKYTOYHOTO TPOIyKTa 85; momydanu uckomoe coemuHenue (52%). oy (500 MI'u, IMCO-dy) 10,64 (s,
1H), 7,48 (t,J 1,9 T'n, 1H), 7,32-7,27 (m, 1H), 7,19 (dd, J 8,3, 2,1 I'u, 1H), 7,08 (d, J 2,1 ', 1H), 6,93 (d, J 8,3
I'm, 1H), 6,56 (dd, J 3,2, 1,8 T'u, 1H), 4,57 (s, 2H), 1,57 (s, 9H). Meroauka C, BOXXX-MC: MH+ (Tper-0yTHin)
m/z 259, BY 1,41 mun (92%).

ITpomexxyTouHBIH IIPOILYKT 94. tper-bytni-3-(3-oxco-3,4-qurunpo-2H-1,4-6en30kcaznH-6-
WIT)TUPPOJIUANH- 1 -KapOOKCHIIaT.

[Moxygann U3 MPOMEXYTOHYHOTO HPOAYKTa 93 1O METOAMKE, aHAIOTHYHON OIMMCAaHHOW ISl MOJyYeHUS
MIPOMEKYTOYHOTO MPOAYyKTa §6; momydann uckomoe coenuHerne (90%). oy (500 MI'm, IMCO-dy) 10,64-10,63
(s, 1H), 6,88 (d, J 8,2 I';, 1H), 6,83 (dd, J 8,3, 2,0 I'y, 1H), 6,78 (s, 1H), 4,52 (s, 2H), 3,65 (dd, J 10,3, 7,7 I'Ly,
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1H), 3,44 (t,J 9,2 I'u, 1H), 3,32 (s, 2H), 3,12-3,01 (m, 1H), 2,22-2,08 (m, 1H), 1,84 (h, J 11,1 T'u, 1H), 1,41-1,40
(s, 9H). Meroauka C, BOXX-MC: MH+ (tper-OyTrin) m/z 263, BY 1,31 mun (92%).

[TpomexyToUHbIH MIPOTYKT 95. 6-(ITuppommaun-3-mi)-3,4-quruapo-2H-1,4-6eH30kca3nn-3-
OHTHIIPOXJIOPHI.

[Momyyanu U3 MPOMEKYTOYHOTO MPOAYKTa 94 MO0 MeTOIWKe, aHAJOTHMIHON ONMMCAHHOW UIS IOJTyYeHHS
MPOMEKYTOYHOTO MpoAykTa 87; momydanu uckomoe coequrenue (100%). 6y (500 MI', IMCO-dy) 10,74 (s,
1H), 9,42 (br s, 2H), 6,94-6,88 (m, 2H), 6,82 (d, J 1,5 I'u, 1H), 4,54 (s, 2H), 3,76-3,27 (obs m, 3H), 3,23-3,12
(m, 1H), 3,00-2,88 (m, 1H), 2,33-2,23 (m, 1H), 1,92-1,77 (m, 1H). Metoauka D, BOXXX-MC: MH+ m/z 219,
BY 1,31 muH (87%).

[IpomexxyTrounbiii mpoayKT 96. 6-(1-AneTmmuppomuaud-3-mn)-3,4-muruapo-2H-1,4-6eH30kca3uH-3-0H.

[Moxygann U3 MPOMEXYTOYHOTO HPOAYKTa 95 1O METOAMKE, aHAIOTHYHON OMMCAaHHOW ISl MOJy4eHUS
MIPOMEKYTOYHOTO TpoaykTa 88; momydanu uckomoe coexumHerne (87%). oy (500 MI'm, JIMCO-dg) 10,65 (s,
1H), 6,92-6,81 (m, 2H), 6,81-6,76 (m, 1H), 4,53 (s, 2H), 3,88-3,72 (m, 1H), 3,64-3,51 (m, 1H), 3,51-3,06 (obs
m, 3H), 2,30-2,11 (m, 1H), 1,98-1,94 (m, 3H), 1,93-1,75 (m, 1H). Metomuka C, BOXXX-MC: MH+ m/z 261, BY
0,93 muH (99%).

ITpomexxyTouHBIH IPOLYKT 97. 8-Drop-6-[3-(MeTancynbhuamnn)pennn]-3,4-murunpo-2H-1,4-
OeH30Kca3uH-3-0H.

Cmech 6-6pom-8-¢prop-4H-1,4-6eH30KCa3MH-3-0HA (500 MT, 2,03 MMOJTb) 7 3-
(metancynbpuHNIT)DeHIITO0pOHOBOH KHCIOTH (90%, 457,08 Mr, 2,24 MmMons) B 1,4-nuokcane (24 mn) u 2 M
BogHOM pacTtBope Na,CO; (3,05 M) merazupoBanu myTeM Npomnyckanus azora B TedeHne 10 muH. K peakinon-
HOW cMecH Jno0aBisiu  KomIuteke Ouc-[3-(mudenmndochanmn)mukinonenrta-2,4-mueH- 1 -mi)xene3o-JIXM-
nmuxoprnaaauii (82,98 mr, 0,1 MMOJIb) U IeTa3upOBaIA B T€UEHHE €1lle 5 MUH. PeakIIMOHHYIO0 CMECh KUTISTHIIH
¢ oOpaTtHbIM xosoauibHUKOM Tipu 100°C B Teuenue 4 4, 3aTeM moaBepraiu pacnpenencauto mexay EtOAc (30
i) 1 Bomor (30 mur). Opranmdeckyto a3y OTAEISUIM M BOIHBIA CJIOH 3KCTparupoBayu ¢ rnomomnipio EtOAc
(2x30 mi). OObenMHEHHBIE OPTAHUYECKUE DYKCTPAKTHI MPOMBIBATH paccosnioM (20 mur) u cymmnu Hag MgSOy,
3areM (pUIBTPOBAIM M KOHIIEHTPUPOBAJIH B BakyyMme. HeounineHHoe BEIecTBO OUNINAIN C TIOMOIIBIO KOJIOHOY-
HOW XpoMaTorpaduu ¢ UCIOJIb30BaHueM TpanueHTHOro pexxkuma 0-100% EtOAc B rentaHne v mOJydaiud HCKOMOE
coexuHeHue (396 mr, 54%). oy (500 MI'm, IMCO-de) 10,97 (s, 1H), 7,87 (s, 1H), 7,78-7,72 (m, 1H), 7,68 (m,
2H), 7,34 (dd, J 11,8, 2,0 ', 1H), 7,07 (s, 1H), 4,73 (s, 2H), 2,81 (s, 3H). Meromuxa C, BOXXX-MC: MH+ m/z
306, BY 1,08 mun (84%).

IMpomexyrounstit npoaykr 98. (2R)-6-[3-(Merancynbdunmn)pennn]-2-metun-2H,3H,4H-mupunol[3,2-
b][1,4]okca3zun-3-0H.

[Tosydanu U3 MpoMeKyTOIHOTO MpoaykTa 46 1 3-(MeTaHCYIbGOUHIIT)(HEHUIOOPOHOBOMH KUCIOTHI IO METO-
JIMKEe, aHAJIOTUYHOMN OIMMCAHHOM AJIS MONYYeHHS TIPOMEXYTOUHOTO TIPOoAyKTa 97; uckomMoe coeaunenue (261 mr,
42%) mony4anu B BHIE KEITOro TBepaoro BemecTtra. Oy (500 MI'm, AMCO-dg) 11,37 (s, 1H), 8,31 (m, 1H),
8,13 (dt, J 4,9, 1,7 I'y, 1H), 7,68 (m, 1H), 7,67 (m, 1H), 7,65 (m, 1H), 7,50 (m, 1H), 4,83 (q, J 6,8 'y, 1H), 2,80
(s, 3H), 1,48 (d, J 6,8 ', 3H). Meroauka C, BOXX-MC: MH+ m/z 303, BY 1,03 mun (100%).

IIpomexyrounbrii poaykt 99. 2,2.2-Tpudrop-N-{[3-(8-bTop-3-0kco-3,4-muruapo-2H-1,4-6eH30KCa3nH-
6-m)ermn](MeT)(0Kkco)-A -Cy b (haHuIIICH } aleTAMK,

K cycnensun nmpomexxyrounoro mpoxykra 97 (84%, 200 mr, 0,55 mmois), 2,2,2-tpudTopaneramuma (124,4
mr, 1,1 mmone), MgO (88,71 mr, 2,2 MMons) u numepa anerara poaus(Il) (6,08 mr, 0,01 mmons) B IXM (5,5
min) nipu KT noGasnsimu ionbenson-1,1-quanerar (265,84 mr, 0,83 MMOJIB) U cMeCh MEPEMEIINBAIH B TCUCHHE
17,75 4. Ilony4eHHyI0 CycHeH3nI0 (PMIIBTPOBAIN Yepe3 CIIOW LeNIUTa U MpOMbIBajK ¢ omolusio AXM (20 mi),
3areM (HIBTPAT KOHLIEHTPUPOBAIH B BakyyMe. OCcTaTOK OYHIIAIH C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu ¢
UCTIOIb30BaHueM TpagueHTHoro pexkuma 0-100% EtOAc B renTane u nosrydanu uckomoe coequnenue (131 wmr,
50%). oy (500 MI', IMCO-dy) 11,04 (s, 1H), 8,17 (s, 1H), 8,03 (m, 2H), 7,84 (t,J 7,9 I'y, 1H), 7,41 (dd, J 11,7,
2,0 T'u, 1H), 7,08 (s, 1H), 4,74 (s, 2H), 3,86 (s, 3H). Meroauka E, BOXX-MC: MH+ m/z 417, BY 1,43 mun
(87%).

IIpomexyrounbii  mpoaykr  100.  2,2,2-Tpudrop-N-[(meTmn){3-[(2R)-2-meTun-3-okco-2H,3H,4H-
mpu0[3,2-b][ 1,4]oxcazuu-6-m]bernn} (0kco)-A°-cyTbhaHuTuieH]aneTaMHuL.

[Tony4anu n3 TMpPOMEXYTOUHOTO Mponaykra 98 m 2,2,2-tpudToparneramuna 1Mo METOIHUKE, aHaJIOTHIHON
OTIMCaHHOM [UIS MOJTYYCHHS IPOMEKYTOUHOTO IpoxykTa 99; mckomoe coemmuaenue (127 mr, 35%) momyyanu B
BHUjIE Mpo3pavHoro Macina. oy (500 MI'n, JIMCO-d¢) 11,44 (s, 1H), 8,61 (s, 1H), 8,41 (d, J 7,0 ', 1H), 8,01 (d, J
8,2 I'u, 1H), 7,84 (t,J 7,9 T'u, 1H), 7,72 (dd, J 8,2, 3,0 I'm, 1H), 7,54 (d, J 8,2 I'u, 1H), 4,86 (q, J 6,7 ', 1H),
3,83 (s, 3H), 1,49 (d, J 6,8 I't, 3H). Metomuka C, BOXKX-MC: MH+ m/z 414, BY 1,30 mun (99%).

IIpomexyrounbii  mpoxykt 101.  (2R)-6-Xnop-8-drop-2-metmin-4-[(1,3,5-tpumeTwi- 1 H-nmupazon-4-
wn)meTwi|-3,4-murunpo-2H-1,4-6eH30kca3nH-3-0H.

K cycnensun npomexxyrounoro npoaykra 52 (2,0 r, 9,28 mMoinnb) u xapbonata nesus (9,0 r) B M (20
wn) nipu 0°C 1o KarisiM 100aBisiiid pacTBOp MPOMEKYTOYHOro npoaykra 36 (1,6 r, 10,2 mmons) B JIM® (15
Mmi). Cmecs nepemennBany npu KT B TedeHue 2 u. PacTBopuTens yaansiiu B BAKyyMe U OCTaTOK pacTBOPSUIU B
EtOAc (100 M), 3aTeM mpoMbIBaTi Boo# (2x50 M) u pacconoM. BogHbIe clloW 3KCTParupoBaid ¢ MOMOIIBIO
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EtOAc (2x50 mur) m 0ObeTMHEHHBIE OpTaHUYecKue ciaou cymmmm Haa Na,SOy4, 3aTeM pacTBOPUTEND yAAJSUIH B
BakyyMme. Pactupanme ¢ JIXM u mociemyromas OYHCTKA C MOMOIIBE KOJOHOYHOW Xpomatorpaduu (SiO;
JAXM) maBanu nckomoe coemaunenue (2,0 r, 60%). oy (AMCO-d¢) 7,20 (dd, J 10,1, 2,2 T, 1H), 7,01 (d, J 1,8
I'y, 1H), 5,09 (d, J 15,8 'y, 1H), 4,90 (q, J 6,7 I'n, 1H), 4,84 (d, J 15,8 I', 1H), 3,56 (s, 3H), 2,18 (s, 4H), 1,99
(s, 3H), 1,49 (d, J 6,7 ', 3H). Meronuka B, BOXX-MC: MH+ m/z 338/340, BY 1,92 mun.

IIpomexyrounbiii mpoaykt 102. 6-bpom-4-[(2,4-mumetwmmpuana-3-mwi)metnin]-2H,3H,4H-upumo|3,2-
b][1,4]okca3zun-3-0H.

[Monydanu u3 mpomekyTodHoro mpoaykra 35 u 6-6pom-2H,3H,4H-mupumo[3,2-b][1,4]okca3un-3-oHa 1Mo
METOJIMKE, aHAIIOTUYHOHN ONMCaHHOH JUIA NOIy4YeHHUs IpoMeKyTodHoro npoaykTa 101. 8y (250 MI'n, AMCO-dg)
8,30(d,J 49Ty, 1H), 7,52 (d,J 8,2 ', 1H), 7,34 (d, J 8,2 ', 1H), 7,15 (d, J 5,0 ', 1H), 5,33 (s, 2H), 5,00 (s,
2H), 2,69 (s, 3H), 2,55 (s, 3H).

IIpomexyrounbiii mpomykt 103. (2R)-6-bpom-8-drop-2-metni-4-[(2-MeTuamupuaunH-3-ui)MeTw |-3,4-
nmuruapo-2H-1,4-6eH30kca3nH-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 37 u 57 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOoJyue-
HUS IpoMexxyToyHoro npoxaykra 101. Meroauka B, BOXX-MC: MH+ m/z 365/367, BY 1,51 mun (96%).

IMpomexyrounstit mpoxykt 104. (2R)-6-bpom-4-[(2,4-mumerunnupuaus-3-mwi)metuin]-2-metumn-2H,3H,4H-
mupuno[3,2-b][1,4]okcasuH-3-0H.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 35 u 46 MO MeTOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HUS TIPOMEXYTOUHOTO mpoaykTa 101.

IIpomexyrounbii  mpoaykt 105. (2R)-6-bpom-2-meTmn-4-[(2-meTwmmpuana-3-mwi)metnn]-2H,3H,4H-
upuo[3,2-b][ 1,4]okca3un-3-oH.

[Toy4anu w3 MPOMEKYTOUHBIX MPOIYKTOB 37 U 46 TI0O METOUKE, AaHAJIOTUIHON ONMMCAHHOW IS MOJTyde-
HUS TIPOMEXYTOUHOTO mpoaykTa 101.

I[Ipomexyrounbii  mpoaykr  106.  6-bpom-2-metmin-4-[(2-meTwmupuana-3-mwi)metnn]-2H,3H,4H-
mupuno[3,2-b][1,4]okcasuH-3-0H.

[omyyamu u3 6-6pom-2-metnin-2H,3H,4H-mupuno[3,2-b][1,4]okca3uH-3-0Ha U MPOMEKYTOTHOTO MPOTYK-
Ta 37 0 METOJUKE, AaHAJIOTUIHON OIMCAHHOW IS TOJNydeHHUs TpoMexyTodHoro mpoaykra 101. &y (500 MIm,
AMCO-dy) 1,53 (3H, d, J 6,87 T'm), 2,62 (3H, s), 5,06 (1H, d, J 6,87 I'n), 5,12 (2H, d, J 4,12 '), 7,14 (1H, dd, J
7,78, 4,73 I'm), 7,26 (1H, d, J 8,24 I'n), 7,35-7,39 (1H, m), 7,43 (1H, d, J 8,24 I'n), 8,32 (1H, dd, J 4,81, 1,45
I'm). Metoauka B, BOXKX-MC: MH+ m/z 348/350, BY 1,37 Mum.

IMpomexyrounstit  npoxykr  107.  6-bpom-2-merun-4-[(1,3,5-rpumernn-1H-nupaszon-4-mm)meTni]-
2H,3H,4H-mupuno[3,2-b][ 1,4]okca3nn-3-0H.

[Monyganu u3 6-6pom-2-metnin-2H,3H,4H-upuno[3,2-b][1,4]okcazuH-3-0Ha ¥ MPOMEKYTOTHOTO TPOTYK-
Ta 36 0 METOAMKE, aHAJIOTHYHON OMUCAHHOU IS MOJIYYCHHUS MPOMEXyTOUHOTO Tpoaykra 101. Meronuka A,
BOXX-MC: MH+ m/z 365/367, BY 1,37 mun.

IIpomexyrounsii  mpomykt  108.  (2R)-6-bpom-4-[(3,5-numMeTmnmupuaa3uH-4-11)METHI |-2-MEeTHII-
2H,3H,4H-mupuno[3,2-b][ 1,4]okca3nn-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 38 u 46 MO MeTOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HUS TipoMexkyTouHoro mpoaykra 101. 6y (500 MI'u, AIMCO-de) 8,83 (s, 1H), 7,39 (d, J 8,2 I'u, 1H), 7,21 (d, J
8,2 T'u, 1H), 5,26 (d, J 15,2 T'u, 1H), 5,09 (d, J 15,2 ', 1H), 4,97 (q, J 6,8 T'u, 1H), 2,66 (s, 3H), 2,33 (s, 3H),
1,51 (d, J 6,8 I'y, 3H). Metoguka B, BOXKX-MC: MH+ m/z 363/365, BY 1,64 mMuH.

Ipomexyrounsrid  mpoaykt 109.  6-Bpom-4-[(2-meTunmupunus-3-wi)metwn |-2H-mupuno[3,2-b][1,4]-
OKCa3HH-3-0OH.

omyyamu u3 6-6pom-2H,3H,4H-mupuno[3,2-b][1,4]okca3uH-3-0Ha U MPOMEKYTOUHOTO MPOAYKTa 37 Mo
METOJIMKE, aHAIIOTUYHOHN ONMCaHHOH JUTA NOIyYeHHUs IIpoMeKyTodHoro npoaykTa 101. 8y (500 MI'n, AMCO-de)
2,62 (3H, s), 4,93 (2H, s), 5,12 (2H, s), 7,14 (1H, dd, J 7,71, 4,81 I'n), 7,25 (1H, d, J 8,24 I'y), 7,40 (1H, d, J 8,09
T'm), 7,42-7,47 (1H, m), 8,32 (1H, dd, J 4,73, 1,53 I'm). Metoauka B, BOXXX-MC: MH+ m/z 336, BY 1,17 muH.

IIpomexyrounbiii  mpoaykT 110. 6-bpom-2-metnn-4-[(2-metnmumunasof 1,2-a]mupuanH-3 -1un)MeTHI |-
2H,3H,4H-mupumo-[3,2-b][1,4]okcazun-3-0H.

[Monydamu u3 6-6pom-2-metnin-2H,3H,4H-iupuno[3,2-b][1,4]okcazuH-3-0Ha ¥ MPOMEKYTOTHOTO TTPOTYK-
Ta 39 M0 METOAMKe, aHAJIOTUYHON ONMHMCAHHOW TSl TIOJMYYeHHs MpoMexyTodHoro mpoaykra 101. Metonuka B,
BOXX-MC: MH+ m/z 387/389, BY 1,44 mun.

IMpomexyrounstit  mpoxykr  110A.  (2R)-6-bpom-2-metmn-4-[(2-meTnanmunaso| 1,2-anupuaus-3-
wi)metwi|-2H,3H,4H-tupuno[3,2-b][ 1,4]okca3un-3-oH.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 39 u 46 MO MeTOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HUS IpoMeXxyToyHoro npoxaykra 101. Meroauka B, BOXX-MC: MH+ m/z 387/389, BY 1,46 mMuH.

IIpomexxyrounsiit mpoaykt 111. 6-bpom-4-(2-metunumunaszol 1,2-a]nupuann-3-unmernn)-4H-mupuno(3,2-
b][1,4]okca3zun-3-0H.

IMomyganu u3 6-6pom-2H,3H,4H-ttmpuno[3,2-b][1,4]okcazun-3-oHa u (2-MeTunumuaaso[ 1,2-aJmupunna-3-
WJI)METaHOJIa 110 METOANKE, aHAIOTHYHOM ONMCaHHOW ISl TIOJTy4EeHHUS TIPOMEKYTOYHOTO npoaykra 143. &y (500
MI'n, AMCO-de) 2,53 (3H, s), 4,87 (2H, s), 5,49 (2H, s), 6,92 (1H, td, J 6,82, 1,02 I'ry), 7,14-7,23 (1H, m), 7,26
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(1H, d,J 8,20 I'y), 7,36 (1H, d, J 8,20 'n), 7,43 (1H, d, J 8,98 I'y), 8,56 (1H, d, J 6,94 T'm).

[Mpomexyrounstit  mpoxykr 112.  6-Bpom-4-[(1,3,5-Tpumerni-1H-nupaszon-4-un)mernin]-2H,3H,4H-
nupuo[3,2-b][ 1,4]okca3un-3-oH.

[Moydanu u3 mpomekyTodHoro mpoaykra 36 u 6-6pom-2H,3H,4H-mupumo[3,2-b][1,4]okca3un-3-oHa 1Mo
METOJIMKE, aHAIIOTUYHOH ONMCaHHOH JUTA NOIy4YeHHUs IpoMeKyToyHoro npoaykTa 101. 8y (300 MI'n, AMCO-de)
7,34 (d,J 8,2 T'u, 1H), 7,22 (d, J 8,2 ', 1H), 4,91 (s, 2H), 4,80 (s, 2H), 3,56 (s, 3H), 2,26 (s, 3H), 2,10 (s, 3H).

Tawke mnomydasm wu3 6-6pom-2H,3H,4H-tmpuno[3,2-b][1,4]Jokcasun-3-ona u (1,3,5-rpumermn-1H-
MHpa3oi-4-MiI)METaHOIa 110 METOAMKE, aHAIOTHYHOM OIMMCAHHOW UIS TOIYYEHHUS MPOMEKYTOYHOTO MPOAYKTa
143. Meroauka B, BOXX-MC: MH+ m/z 351-353, BY 1,86 mum.

IIpomexyrounbiii poaykt 113. 6-Bpom-4-[(4,6-TuMeTHITTUPUMHIUH-S5 -T)METHI|-8-hTOp-3,4-muruapo-
2H-1,4-6eH30KCca3HUH-3-0H.

[Moxygamn u3 6-6pom-8-¢rop-3,4-murunpo-2H-1,4-6eH30kca3uH-3-0Ha U MPOMENKYTOUHOTO Hpoaykra 11
M0 METOAMKE, aHAJIOTMYHON OMUCAHHOM I MOTy4eHUs IPOMEXYTOUHOTo npoaykra 143. Meroauka B, BOXKX-
MC: MH+ m/z 366-368, BY 1,73 mus.

ITpomexyTOuHBIH IPOLYKT 114. (2R)-6-bpom-2,8-mumermi-4-[(1,3,5-rpumerni- 1 H-nupaszon-4-
nn)mernn|-2H,3H,4H-mupuno[3,2-b][ 1,4 ]Jokca3un-3-0H.

Monygamu u3 (1,3,5-tpumetii-1H-nupa3on-4-m)MeraHosia ¥ MPOMEKYTOYHOTO TIPOAYKTa 56 10 METOIH-
Ke, aHAJOTWYHON ONMMCAaHHOW JIJIs MOJyYSHHs MPOMEKyTouHOro npoaykra 143. &y (500 MI'u, IMCO-dg) 7,19
(s, 1H), 4,97 (d,J 14,7 I'u, 1H), 4,91-4,80 (m, 2H), 3,54 (s, 3H), 2,23 (s, 3H), 2,16 (s, 3H), 2,07 (s, 3H), 1,46 (d,
J 6,8 ', 3H). Metoauka B, BOXKX-MC: MH+ m/z 379, BY 2,04 mu=s.

IIpomexyrounbii mpoaykr 115. 6-bpom-4-[(3,5-mumernnmupuaasui-4-wi)metun|-8-metmn-2H,3H,4H-
upuo[3,2-b][ 1,4]okca3un-3-oH.

[Toydanu w3 MPOMEKXYTOUHBIX MPOIYKTOB 4 U 189 1o MeToMuKe, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS IPOMEKYTOYHOTO mpoaykTa 143. oy (500 MI'n, IMCO-dy) 8,83 (s, 1H), 7,16 (s, 1H), 5,15 (s, 2H), 4,86 (s,
2H), 2,67 (s, 3H), 2,34 (s, 3H), 2,16 (s, 3H). Metomuka D, BOXKXX-MC: MH+ m/z 363, BY 1,66 muH.

IMpomexyrounstit npoaykr 116. (2R)-6-bpom-4-[(3,5-aumernnmupunasun-4-un)metnn)]-8-Grop-2-meTu-
3,4-murunpo-2H-1,4-6eH30Kkca3nuH-3-0H.

[Tony4anu U3 NPOMEKYTOUHBIX MPOAYKTOB 4 U 57 MO METOAMKE, aHAJIOTUYHON ONMUCAHHOM IJIs1 OTyYeHUs
MIPOMEXYTOUHOTO TpoaykTa 143. &y (500 MI', CDCls) 8,83 (s, 1H), 7,02 (dd, J 9,2, 2,0 T'i, 1H), 6,65 (t, J 1,8
I'y, 1H), 5,23 (d, J 16,1 I'u, 1H), 5,06 (d, J 16,0 I'u, 1H), 4,68 (q, J 6,8 ', 1H), 2,72 (s, 3H), 2,34 (s, 3H), 1,62
(d, J 6,8 T', 3H). Meroauka B, BOXXX-MC: MH+ m/z 380/382, BY 1,79 mus.

IIpomexyrounbiii mpoxykr 117. (2R)-6-bpom-8-dprop-2-metnin-4-[(2-metnnmmunasolf 1,2-a]nupuana-3-
un)mernn|-3,4-nurunpo-2H-1,4-6er3okcaznH-3-0H.

[Monydanu u3 (2-meTrmmmuaaszol 1,2-a|nmupuanH-3-ui)MeTaHo a 1 MPOMEXYTOYHOTO TPOAyKTa 57 1o Me-
TOJWKE, aHAJOTUYHON ONMMCAHHOM /IS MOJTyYeHHs IPOMEKYTOYHOTO npoaykra 143. 8y (500 MI'n, CDCl;) 8,14
(d,J 6,9 I';, 1H), 7,70-7,62 (m, 1H), 7,21-7,15 (m, 1H), 7,11 (t, J 1,9 'y, 1H), 6,96 (dd, J 9,2, 2,1 'y, 1H), 6,80
(t,J 6,8 I';, 1H), 5,52 (d, J 16,3 I't, 1H), 5,38 (d, J 16,2 'y, 1H), 4,74 (q, J 6,8 I'y, 1H), 2,64 (s, 3H), 1,64 (d, J
6,8 I'm, 3H). Meroauka B, BOXXX-MC: MH+ m/z 404/406, BY 1,46 muH.

IIpomexyrounbii  mpomykt 118, (2R)-6-bpom-4-({1,3-mumernin-5-[(okceran-3-miokcu)meTwi|-1H-
npas3on-4-ui} MeTui)-8-prop-2-metui-3,4-quruapo-2H-1,4-6en30kca3nH-3-0H.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 21 u 57 mo MeToauKe, aHAJIOTHYHOW ONMUCAHHOM AJIS MOoJyue-
HUS IPOMEKYTOTHOTO mpoaykra 143. &y (500 MI', CDCls) 6,97 (dd, J 9,2, 2,0 T'i, 1H), 6,92 (t,J 1,8 T'i, 1H),
4,99 (m, 2H), 4,71 (m, 3H), 4,56 (m, 3H), 4,39 (m, 2H), 3,79 (s, 3H), 2,23 (s, 3H), 1,61 (d, J 6,8 I';, 3H). Mero-
muka B, BOXXX-MC: MH+ m/z 454/456, BY 1,85 muH.

IMpomexyrounstit mpoaykt 119. (2R)-6-bpom-8-drop-4-({3-[(MeTokcumeTokcu)metnin]-1,5-qumernn-1H-
nupas3on-4-ui} MeTii)-2-metii-3,4-muruapo-2H-1,4-6eH30kca3nn-3-0H.

[Tosydanu U3 mMpoOMeEKyTOUHBIX IPOAYKTOB 57 1 199 mo MeToauKe, aHAIOTHYHOW OMMMCAaHHOM IS TIOJTyde-
HUS TIpoMeXyTouHOTO mpoaykra 143. Metonuka B, BOXXX-MC: MH+ m/z 442/444, BY 2,02 mMuH.

IIpomexyrounbii  mpomykt 120.  6-Bpom-8-hrop-4-({5-[(MeTokcumeTokcH)MeTw |-1,3-aumernn-1H-
nupaszodn-4-wi} MeTun)-3,4-quruapo-2H-1,4-6en3o0kca3nn-3-0H.

[Monydanu u3 6-6pom-8-prop-4H-1,4-6eH30KCca3uH-3-0Ha U TIPOMEKYTOUYHOTO TPOIAYKTA 6 1O METOIUKE,
AQHAJIOTMYHOW OTIMCAHHOM JUIS TOJIYYEeHHUs MPOMeEXyTouHOTo mpoaykTa 143. Meromuka B, BOXX-MC: MH+
m/z 428/430, BY 1,92 mun.

[Mpomexyrounstit mpoxykr 121. (2R)-6-Bpom-4-{[1,3-numernn-5-({[2-(MopdonmH-4-11)TupuMHIHH-5-
wit]okcu } Metun)- 1 H-mupazon-4-un | metwn } -8-¢prop-2-metin-3,4-murunpo-2H-1,4-6eH30kca3un-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 23 u 57 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HHS IPOMEXXYTOYHOTO nponykra 143. Meroauka B, BOXXX-MC: MH+ m/z 561/563, BY 2,12 muH.

[Ipomexyrounblii mpoaykT 122. 6-bpom-4-[(3,5-numerunmupuaa3zuH-4-wn)MeTu |-8-Grop-3,4-muruapo-
2H-1,4-6en30Kca3uH-3-0H.

[Mony4amu u3 6-6pom-8-prop-4H-1,4-6eH30KCca3nH-3-0Ha U TIPOMEKYTOUYHOTO MPOAYKTA 4 10 METOIUKE,
AQHAJIOTMYHOW OTIMCAHHOM JUIS TOJIYYEHUs MPOMeEXyTouHOTo TpoaykTa 143. Meromuka B, BOXX-MC: MH+
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m/z 366/368, BY 1,68 mun.

[Mpomexyrounstit mpoxykr 123. 6-Bpom-8-drop-4-[(2-merunumunazo| 1,2-a]mupunun-3-mwn)MeTni]-3,4-
nmuruapo-2H-1,4-6eH30kca3nH-3-0H.

[Momygamu w3 6-Opom-8-prop-4H-1,4-6er3okcasun-3-ora u  (2-Metwnumunasolf 1,2-a]nupuana-3-
WJI)METaHOJIa 110 METOANKE, aHAIOTHYHON ONMCaHHOW ISl TOJTy4EeHHUS TIPOMEKYTOYHOTO npoaykra 143. &y (500
MI', CDCl;) 8,22 (d, J 6,6 'y, 1H), 7,71-7,63 (m, 1H), 7,50-7,42 (m, 1H), 7,12 (s, 1H), 6,99 (dd, J 9,2, 2,0 I'my,
1H), 6,93-6,85 (m, 1H), 5,47 (s, 2H), 4,74 (s, 2H), 2,69 (s, 3H). Meroguka B, BOJKX-MC: MH+ m/z 390/392,
BY 1,44 mun.

[TpomexxyTOIHBIH MIPOTYKT 124. (2R)-6-Xmop-2-meTnn-4-[ (2-MeTUIIHPUANH-3 -1 )METHI |- 7 -
(tpudropmernn)mupuno|3,2-b][1,4]okcazun-3-on u (2R)-6-x710p-2-MeTHI-4-[(2-METHITTUPHUIAH-3 -HIT)METHII |-8 -
(rpudropmernn)mupuno[3,2-b][1,4]okcaznn-3-oH.

Iomyyanu u3 (2-MeTUNNUPUANH-3-UI)METAHOJIA U IPOMEXYTOUHOTO IMpoaykTa 182 mo MeToauke, aHano-
THYHOM ONMUCAaHHOM AUl MOJYyYEHHs IPOMEKYTOYHOTO TPOAyKTa 143; mojyyann B BHAE CMECH H30MEPOB.
BOXX-MC: MH+ m/z 372, BY 2,07 muH.

ITpomexxyTouHBIH OPOAYKT 125. 3-{[(2R)-6-bpom-8-hTop-2-meTun-3-okco-1,4-0eH30Kkca3nH-4-
wiMernn } -2-MeTmmMuaas3o| 1,2-anupuauH-6-kapOOHUTPHITL.

[Tosy4anu w3 MPOMEKXYTOUHBIX MPOIYKTOB 24 U 57 TI0 METOUKE, aHAJIOTUIHON ONMMCAHHOW IS MOJTyde-
HUS IpoMexXyTouHOTo mpoaykra 143. BOXX-MC: MH+ m/z 429/431, BY 1,99 mun.

[Ipomexyrounbiii npoaykt 126. (2R)-6-bpom-8-drop-2-metun-4-[(2-metunmumuaaso[ 1,2-aJnupasus-3-
un)mernn|-3,4-nurunpo-2H-1,4-6en3okcaznH-3-0H.

[Tony4anu w3 MPOMEKXYTOUHBIX MPOIYKTOB 26 U 57 TI0 METOIUKE, aHAJIOTUIHON ONMCAHHOW IS MOJTyde-
HHS IPOMEXXYTOYHOT0 npoaykra 143. Meroanka A, BOXXX-MC: MH+ m/z 405/407, BY 3,83 mun (99%).

[Mpomexyrounstit mpoxykr 127. (2R)-6-bpom-4-[(3,5-mumernn-3H-tpuazon-4-nn)meruin)-8-prop-2-
MeTHII-1,4-0eH30KCca3uH-3-0H.

[Tony4anu U3 NPOMEKYTOUHBIX MPOAYKTOB 2 U 57 O METOAMKE, aHAJIOTHYHON ONMUCAHHOM IJIs1 OTy4eHUSs
MIPOMEXYTOUHOTO MpoaykTa 143. &y (500 MI'n, AMCO-de) 7,39 (dd, J 9,8, 2,0 T'u, 1H), 7,27 (d, J 1,7 T'n, 1H),
5,37 (d, J 16,7 I'u, 1H), 5,26 (d, J 16,7 ', 1H), 4,96 (q, J 6,7 T'u, 1H), 3,93 (s, 3H), 2,11 (s, 3H), 1,51 (d, J 6,7
I'n, 3H). Metoauka B, BOXXX-MC: MH+ m/z 370, BY 1,91 muH.

IIpomexyrounbiii mpomykt 128. 6-bpom-4-[(3,5-TuMeTHIN30KCA301-4-FIT)METHII |-2-MeTHIITUPHU 0| 3,2-
b][1,4]okca3zun-3-0H.

[Toy4anu n3 TPOMEXYTOUYHOTO MPOAyKTa 46 U 4-(XJIOpMETHN)-3,5-AMMETHIN30KCa30/1a 10 METOIMKE,
AQHAJIOTMYHOM OMMCAHHOW ISl TIOydeHUsT MPOMexXyTodHoTo mpoaykTa 101. XKKXMC (OP+ (noHHM3aIus 3JIeKTpo-
pACIIBbIICHHEM B PEXHME TIOJIOKHUTEIbHBIX HOHOB)) (M+H)" 352/354, BY 1,58 MuH.

[TpomexxyTOUHBIH MIPOYKT 129. 6-bpom-4-[(3,5-numeTnnmu3okcazon-4-mn)metnn|-2-prop-2-
MeTramupuno|[3,2-b][ 1,4 ]okca3zun-3-0H.

K pactBopy mpomexyrouHoro mpoxykra 128 (0,183 r, 0,52 mmons) B TI'® mpu -78°C nobGasisiiu
LiHMDS (0,4 mu 2 M pactopa B TT'®, 0,73 mmons). PactBop nepememmBanu B Teuenne 10 MuH, 3aTeM 100aB-
s N-propbenzoncynsdonnmuy (0,016 T, 1,04 mmons). Cmech nepememmnBany npu 0°C B teuenue 30 muH,
3aTeM PEaKIMI0 OCTAHABIMBAIU HACHIIICHHBIM BOJHBIM PAaCTBOPOM XJIOpUAa aMMOHHS (2 Mit). PeakimoHHYyIO
cMmech BbMBanu B cMech EtOAc/Boma. Crnon paszensiiv M OpraHHYeCKHH €0 TPYIKABI NMPOMBIBAIM BOJOH,
3areM cymmin Hag MgSO,4 v KOHIEHTpUpOBaK B BakyyMe. OCTaTOK OYHINAIN C TIOMOIIBI0 KOJOHOYHOH Xpo-
MaTorpaduy Ha AMOKCHIE KPEMHHUS IPHU DIIIONPOBAHUH B I'PaJHeHTHOM pexume ¢ nomomrsio 0-80% EtOAc B
JAXM u nomryganu uckomoe coenuaenue (0,04 r, 21%) B Buae 6emoro tBepaoro BemecTBa. Meroanka B XXXMC
(3P+) (M+H)" 370/372, BY 1,61 mun (MeToauka 2).

IIpomexyrounsrii mpoxykT 130. (2R)-6-bpom-4-[(3,5-mumeTn-3H-1,2,3-Tpua3on-4-min)MeTH|-2-MeTHII-
2H,3H,4H-mupuno[3,2-b][1,4]okcazuH-3-0H.

[Tony4anu U3 NPOMEKYTOUHBIX MPOAYKTOB 2 U 46 IO METOAMKE, aHAJIOTUYHON ONMUCAHHOM ISl OTyYeHUs
MPOMEXYTOUHOTO mpoaykra 143. 8y (500 MI', AMCO-d¢) 7,41 (d, J 8,2 T, 1H), 7,28 (d, J 8,2 I'n, 1H), 5,23
(d,J 15,6 I'u, 1H), 5,17 (d, J 15,6 T'u, 1H), 5,00 (q, J 6,7 T'u, 1H), 4,06 (s, 3H), 2,20 (s, 3H), 1,52 (d, J 6,8 'L,
3H). Metomuka B, BOXKX-MC: MH+ m/z 352/354, BY 1,82 muH.

IMpomexyrounstit  mpoxykr  131.  6-Xnop-8-merun-4-[(1,3,5-rpumernn-1H-nupaszon-4-mm)meTni]-
2H,3H,4H-mmupuno[3,2-b][1,4]okcazuH-3-0H.

IMomyyanu u3 NpOMEXKXYTOUHBIX IPOAYKTOB 36 1 193 o MeToaMKe, aHAIOTUYHON OMHCAaHHOW [UI MOoJIyue-
HUS IPOMeXKyToUHOTO mpoaykra 101. 8y (250 MI'u, CDCls) 6,79 (s, 1H), 5,06 (s, 2H), 4,65 (s, 2H), 3,70 (s, 3H),
2,37 (s, 3H), 2,27 (s, 3H), 2,19 (s, 3H). Metoguka B, BOXXX-MC: MH+ m/z 321, BY 1,84 mun.

IIpomexyrounbiii  mpoxykt 132. (2R)-6-Bpom-2-metmin-4-[(1,3,5-tpumeTni- 1 H-mupazon-4-un)merun|-
2H,3H,4H-tupumo-[3,2-b][ 1,4]okcazun-3-0H.

[Toy4anu w3 MPOMEKYTOUHBIX MPOIYKTOB 36 U 46 TI0 METOUKE, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS TIPOMEXYTOUHOTO mpoaykTa 101.

[TpomexyTOUHBIH MIPOYKT 133. 6-bpom-2,2-nmudTop-4-[(1,3,5-TpuMeTUITTPA307-4 -1 )METHII |-
mupuao[3,2-b][1,4]okcasuH-3-0H.
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IMomyyanu u3 NpOMEXKXyTOUHBIX IPOAYKTOB 36 1 139 mo MeToauKe, aHAIOTUYHON OMUCAHHOW I MOoJIyue-
HUS TipoMekyTouHoro mpoaykTa 101. 8y (500 MI'n, IMCO-ds) 7,80 (d, J 8,3 T'm, 1H), 7,51 (d, J 8,3 ', 1H),
5,00 (s, 2H), 3,58 (s, 3H), 2,28 (s, 3H), 2,11 (s, 3H). Metoauka B, BOXX-MC: MH+ m/z 387-389, BY 2,03
MUH.

IIpomexyrounbii  npoxykr 134. 6-bpom-8-dprop-4-[(1,2,4-Tpumeri-1H-umunazon-5-um)mernn]-3,4-
nmuruapo-2H-1,4-6eH30kca3nH-3-0H.

[Toydanu U3 MpoMexyTodHoTo npoaykra 41 u 6-6pom-8-prop-4H-1,4-6eH30Kca3nH-3-0Ha IO METOTHUKE,
AHAJIOTUYHOW OIHMCAHHOM IS MOJYYEHUS MPOMEXYyTodHOro npoxykra 101. 8y (500 MI'u, CDCl3) 7,01 (dd, J
9,2,2,0 I';, 1H), 6,98 (s, 1H), 5,10 (s, 2H), 4,69 (s, 2H), 3,41 (s, 3H), 2,36 (s, 6H). Meromuka B, BOXX-MC:
MH+ m/z 368/370, BY 1,29 mum.

IIpomexyrounbii  mpoxaykr  135.  (2R)-6-Bpom-8-dprop-2-metun-4-[(1,3,5-rpumerw-1 H-mupazon-4-
wn)meTwi|-3,4-murunpo-2H-1,4-6eH30kca3nH-3-0H.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 36 U 57 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyde-
HUS IPOMEXyToIHOTO mpoaykTa 101. oy (500 MI'n, IMCO-de) 7,31 (dd, J 9,7, 2,0 T'n, 1H), 7,15-7,11 (m, 1H),
5,10 (d, J 15,8 T', 1H), 4,91 (q, J 6,7 I'u, 1H), 4,85 (d, J 15,8 I'y, 1H), 3,57 (s, 3H), 2,19 (s, 3H), 2,00 (s, 3H),
1,50 (d, J 6,7 'y, 3H). Metoauka B, BOXKX-MC: MH+ m/z 382/384, BY 1,94 mun.

IMpomexyrounstit npoaykt 136. (2R)-6-Bpom-8-drop-4-({5-[(2-meTokcudTOKCH)MeTHI]-1,3-1umeTnin-1H-
nUpas3on-4-ui} MeTiin)-2-metii-3,4-quruapo-2H-1,4-6eH3o0kca3nn-3-0H.

[Toy4anu w3 MPOMEKXYTOUHBIX MPOIYKTOB 42 U 57 TI0 METOUKE, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS IPOMEXyTOYHOTO mpoaykra 101. 8y (500 MI'y, CDCly) 6,98-6,93 (m, 2H), 5,07-4,94 (m, 2H), 4,70 (q, J 6,8
I'm, 1H), 4,61-4,48 (m, 2H), 3,80 (s, 3H), 3,61-3,56 (m, 2H), 3,53 (m, 2H), 3,35 (s, 3H), 2,20 (s, 3H), 1,62 (d, J
6,8 I'm, 3H). Meroauka B, BOXXX-MC: MH+ m/z 456/458, BY 1,95 mun.

[Ipomexyrounbii  mpoaykr 137.  6-bpom-8-dprop-4-[(1,3,5-Tpumernin-1H-mmupazon-4-un)mernn]-3,4-
nmuruapo-2H-1,4-6eH30kca3nH-3-0H.

[Tosydanu U3 MPOMEXYTOUHOTO MPOAyKTa 36 u 6-6poM-8-prop-4H-1,4-0eH30KCa3UH-3-0HA TIO METOIHUKE,
AHAJIOTUYHOW OTMCAHHOM JUTS MOJYYCHUS TPOMEKyTouHOTo poaykra 101. &y (500 MI', AMCO-de) 7,30 (dd, J
9,8,2,1 I'u, 1H), 7,13 (t,J 1,8 I'u, 1H), 4,97 (s, 2H), 4,82 (s, 2H), 3,58 (s, 3H), 2,20 (s, 3H), 2,02 (s, 3H). Merto-
nuka B, BOXXX-MC: MH+ m/z 368/370, BY 1,91 mun.

ITpomexxyTouHBIH OPOAYKT 138. 6-bpom-8-drop-4-({6-[4-(meTancynpdonnn)pennn]-2-
MeTraumuaaso| 1,2-almupunus-3-mimetwn } -3,4-gurunpo-2H-1,4-0eH30kca3uH-3-0H.

[Moxyuganu n3 nmpomexyTodHoro npoxaykra 43 u 6-6pom-8-¢prop-4H-1,4-6eH30Kca3nH-3-0Ha IO METOAUKE,
AQHAJIOTMYHOW OMUCAHHOW YIS MONYYeHHs MpoMexxyTodHoro mpoaykra 101. oy (500 MI'n, IMCO-dy) 8,77 (s,
1H), 8,06 (d, J 8,4 I'u, 2H), 7,95 (d, J 8,4 I', 2H), 7,67 (dd, J 9,3, 1,7 T'u, 1H), 7,59 (d, J 9,3 I'y, 1H), 7,50 (s,
1H), 7,35 (dd, J 9,7, 2,0 ', 1H), 5,68 (s, 2H), 4,91 (s, 2H), 3,28 (s, 3H), 2,45 (s, 3H). Meroauka B, BOXXX-MC:
MH+ m/z 544/546, BY 1,57 mun.

[Ipomexyrounsrit mpoaykt 139. 6-bpom-2,2-mudtop-4H-mupumno[3,2-b][ 1,4]okca3zun-3-oH.

PactBop 2-amunO-6-0pommnupuaun-3-ona (500 mr, 2,29 mmons) B JIM® (5 mur) obpabaTeiBanm kapOOHa-
toM Kamus (367,5 mr, 2,66 Mmodb). [Ipu oxnaxaeHnn B 6aHe U3 BOJBI CO JBJAOM B TeueHne 10 MHUH 10 KarumsiM
nobapnsm 2-6pom-2,2-mudTopanetmwixiaopun (566 mr, 2,93 MMmonb). PeaknimoHHy0 cMech B TeUeHHE 3 4 Ha-
TpeBaJId 0 KOMHATHOM TeMIiepaTypsl, 3aTeM HarpeBaiu npu 50°C B Teuenne 18 4. [TomydeHHYIO cMeCh KOH-
LCHTPUPOBATH TPU MOHWKCHHOM JaBieHuH, 3aTeM aobaBmsum EtOAc (5 mu) u Boxy (5 mur). OpraHudeckuit
cytoif oTAeNsiM 1 npombiBani 2 M BoaubM pactBopoM HCI (5 M), HackleHHBIM BogHBIM pacTBopoM NaHCO;
u paccojioM, 3ateM cymwin (MgSO,). HeounnienHoe BemecTBO KOHUEHTPUPOBAIU MPHU MOHIKEHHOM JaBlie-
Huu. Pactupanue nonydenHoro kopuuneBoro macia ¢ IXM paBano uckomoe coequnenue (180 mr, 26%) B Buze
OpamKkeBOro TBeporo BeuecTsa. Meroanka B, BOXX-MC: MH+ m/z 264/266, BY 1,91 mus (100%).

[Mpomexyrounstit npoaykr 140. 6-bpom-4-[(2,4-qumeTnnnupuani-3-wn)MeTui|crupol 1,4-6eH30Kca3uH-
2,1'-mknonponat]-3-oH.

[Toy4anu U3 MpOMEKyTOUHBIX IPOAYKTOB 35 U 196 1o MeTouKe, aHAIOTHYHOW OMMMCAHHOM IS TIOJTyde-
HUS TIPOMEXyTouHOTo npoaykta 101. JKXMC (OP+) (M+H)' 372/374, BY 2,42 mun.

[Ipomexyrounsrit mpoaykt 141. 7-bpom-1-[(3,5-1uMeTHIN30KCa301-4-HIT)METHII |XUHOJIMH-2 -0H.

[Mony4danu u3 7-6pom-1H-xunonnH-2-0Ha U 4-(XII0pMeTHIT)-3,5-TMMETHIIM30KCa30J1a 10 METOINKE, aHaJI0-
T'MYHON OMMCAHHOM JUIA TIONYdYEHHs NPOMEXyTouHOro mpoxaykra 101. Merommka B XKXMC (OP+) (M+H)"
333/335, BY 1,33 mumn.

IMpomexyrounstit mpoxykr 142. 5-Bpom-3-[(3,5-muMerninzokcaszon-4-un)mernin]-1a,7b-qurugpo-1H-
UUKJIONPONA[ C|XUHOJIUH-2-0H.

K pactBopy Tpumermicynbhokconuititonuna (0,21 r, 0,95 mmons) B JIMCO (4 M) moGaBisiin TpeT-
oyrokcup xanmus (1 M pacteop B TI'®, 1 mi, 0,11 1, 0,95 mmons). PactBop nepemenmBany npu KT B Teuenue 1
4, 3aTeM J00aBISLH MPOMeXyTodHbIH mpoaykT 141 (0,3 T, 0,90 mmons) B JIMCO (4 mi1) 1 pacTBOp HarpeBaJId
mpu 60°C B Teuenue 24 4. PeaknmoHHyI0 cMech BeUIMBAIN B cMech EtOAc/Boma. Ciion pa3nensiii 1 opraHude-
CKHI CJIOW TPYOKIBI MPOMBIBATIM BOJIIOH, 3aTeM cyrmmin Hag MgSO, M KOHIICHTPUPOBaIH B Bakyyme. OcTaTok
OYMINAIN C TIOMOIIBI0 KOJIOHOYHOH XpoMarorpadui Ha TUOKCHIEC KPEMHUS TPH AIIONPOBAHUH B TPAIHEHTHOM
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pexxume ¢ nomorbio 0-80% EtOAc B IXM u momydann uckomoe coexunenue (0,23 r, 74%) B Bune Gesoro
TBeporo Bemectea. JKXMC (IP+) (M+H)" 347/349, BY 1,33 Mumn.

IIpomexyrounsiii npoaykr 143. (2R)-6-bpom-2-metmn-4-[(1,2,4-rpumetni-1 H-umunazon-5-mwn)mermn|-
2H,3H,4H-mupumo-[3,2-b][1,4]okcazun-3-0H.

CMech IpoMeKyTOUHOTO TpoaykTa 46 (420 mr, 1,73 MMOIIb), TPOMEKYTOUHOTO TpoaykTa 3 (242 mr, 1,73
MMoutb) 1 Tpudenmwidochuna (504 mr, 1,9 mmois) B JIXM (20 mur) nepememuBanu npu KT B Teuenue 10 muH,
3ateM oxyaxaanu g0 0°C u o xamsim go6asisumu pacteop WA/ (0,4 mi, 1,9 mmons) B JIXM (5 mu). Uepes 5
MHUH pacTBOpPY B TeueHue 2 4 maBaim Harperhes A0 KT. Jlo6asmsmu Bomy (30 MiT), CIIOM pas3nersuid U BOIHYIO
(a3y skcrparuposaiu ¢ nomompo JXM (50 mi). OObetMHEHHBIE OpraHUYECKHEe CIION MPOMbIBaiIH Boaoi (20
MI1) U paccoaoM (20 mi), 3atem cymmnn Hax MgSO,. HeounieHHoe BEIeCTBO OUUINANIH ¢ MOMOIIBIO KOJIOHOY-
HOHM Xpomarorpauu ¢ UCIoIb30BaHHEM TpaguenTHoro pexxuma 0-100% EtOAc B renrane, 3aTeM ¢ HCIHOJIb30-
BaHMeM rpaanenTHoro pexxuma 0-10% NH; (7 1. pactBop B MeOH) B EtOAc 1 nosyyanu HCKOMOE COSAMHEHUE
(631 mr, 54%). &y (500 MI', CDCl3) 7,10 (d, J 8,2 'y, 1H), 7,07 (d, J 8,2 ', 1H), 5,26 (d, J 15,3 I'u, 1H), 5,15
(d, J 15,3 T'n, 1H), 4,68 (q, J 6,8 ', 1H), 3,60 (s, 3H), 2,35 (s, 3H), 2,31 (s, 3H), 1,58 (d, J 6,8 'y, 3H). MeTo-
nuka B, BOXX-MC: MH+ m/z 365/367, BY 1,32 mun.

[Ipomexyrounblii npoaykr 144. 2-Metun-6-(4,4,5,5-rerpamerni-1,3,2-muokcadboponan-2-un)-4-[(1,3,5-
tpumeTwi- 1 H-mupazon-4-mwn)mermn|-2H,3H,4H-tupuno[3,2-b][ 1,4]okcazun-3-0H.

IIpomexyrounsrit mpoaykr 107 (1 r, 2,74 MMoinb) u 6uc-(muHakoaTo)auoop (1,95 r, 7,67 Mmmois) B aTMO-
cthepe azora pactBopsuim B 1,4-muokcane (40 mi). Jlo6asmsumu anerat kanus (0,80 r, 8,21 MMOJIB) U peakIMOH-
HYI0 cMech nerasupoBaiu B TedeHue 5 MuH. Jo6aBmsamu Pd(dppf)Cl, (0,11 r, 0,14 MMoIb) U peakIMOHHYIO
cMmech HarpeBam mpu 110°C B Tedenne 90 muH. Peaknmonnyro cmech oxnaxnanu 1o KT u paz6asisum ¢ mo-
mombto JIXM, 3aTeM (QUIbTpOBaIM Yepe3 CIIOH LennuTa W NpOMBIBAIN ¢ roMonipio IXM. ®uiabrpar KOHIEH-
TpHUpOBaiH B Bakyyme. [loJlydeHHOE HEOUHMIICHHOE I'YCTOE MACIO PACTHUPATH C renTaHoM (~20 MIT) U TUITHIIO-
BbIM 3¢upoM (~10 M) u oOpabarbiBaiy yiIbTpa3ByKoM B TedeHHE 5 MHH. B pacTBope 0Opa3oBbIBaIMCH Oeroe
TBEPJI0€ BEILIECTBO U YEPHOE JTUIKOE TBEPJOE BELIECTBO. benoe TBeproe BEMECTBO OTACNAIN OT YEPHOIO TBEP-
JIOTO BEIIECTBA, 3aTeM CYIIWIN (QHUIBTPOBAHHEM M IMOJydann UckoMoe coeanHerne (493,4 mr, 41%). dy (250
MTI'n, AMCO-dy) 7,40 (d, J 7,8 ', 1H), 7,31 (d, J 7,8 ', 1H), 5,09 (d, J 14,4 T'u, 1H), 5,00 (d, J 14,4 I'u, 1H),
4,88 (q,J 6,6 I', 1H), 3,52 (s, 3H), 2,25 (s, 3H), 2,07 (s, 3H), 1,46 (d, J 6,8 I'y, 3H), 1,30 (s, 12H).

IIpomexyrounbiii mpoaykr 145. 8-Drop-6-(4,4,5,5-rerpamernin-1,3,2-quokcaboponan-2-un)-4-[(1,3,5-
tpuMeTHiI- 1 H-mupazon-4-mn)mermn|-3,4-muruapo-2H-1,4-6eH30Kkca3nH-3-0H.

[Toy4anu U3 MPOMEKYTOYHOTO MpoAykTa 137 1Mo METoMuKe, aHAJOTUIHOW ONMMCAHHOW IS TIOTYYSHHS
MPOMEKYTOYHOTO Tponykta 144, &y (500 MI'n, IMCO-d¢) 7,15 (s, 1H), 7,08 (d, J 10,0 I'u, 1H), 4,98 (s, 2H),
4,85 (s, 2H), 3,57 (d, J 4,4 T'u, 3H), 2,25 (s, 3H), 2,03 (s, 3H), 1,28 (s, 12H). Metoauka D, BOXX-MC: MH+
m/z 416, BY 2,12 mum.

IIpomexyrounbii  npoaykr 146. 4-[(2,4-Aumerunnupuau-3-mwi)meTmn]-6-(4,4,5,5-terpamern-1,3,2-
nmuokcaboponan-2-un)-2H,3H,4H-iupuno[3,2-b][ 1,4]okcazuH-3-0H.

[ony4anu u3 npomexxyTouHoro npoaykra 102 mo MeToauKe, aHAJIOTUYHON OMUCAHHOW AJISi TOJTYYEHUS
MIPOMEXYTOUHOTO mpoaykra 144. oy (500 MI'n, IMCO-de) 8,08 (d, J 4,9 T', 1H), 7,33 (d, J 7,9 T'n, 1H), 7,31
(d,J7,9 ', 1H), 6,93 (d, J 4,9 I', 1H), 5,27 (s, 2H), 4,83 (s, 2H), 2,50 (s, 3H), 2,43 (s, 3H), 1,28 (s, 12H). Me-
tonuka B, BOXXX-MC: MH+ m/z 314 (6opoHoBas kucnora), BY 1,02 mun.

[Mpomexyrounstit npoxnykr 147. 6-(4,4,5,5-Terpamerni-1,3,2-1nokcadboponan-2-nm)-4-[(1,3,5-tpumerun-
1H-mupa3zon-4-wn)mermn]-2H,3H,4H-mupuno[ 3,2-b][ 1,4 ]Jokca3un-3-oH.

[Mony4anu U3 NMPOMEKYTOUHOTrO MpoAykTa 112 mo MeToauke, aHAJIOTUYHOW OMUCAHHOW AJISl TOJTYYEHUS
MPOMEKyTOYHOTO mpoaykra 144, oy (500 MI'u, AMCO-dg) 7,41 (d, J 7,8 T'u, 1H), 7,32 (d, J 7,9 T'u, 1H), 5,07
(s, 2H), 4,80 (s, 2H), 3,55 (s, 3H), 2,28 (s, 3H), 2,11 (s, 3H), 1,32 (s, 12H).

[TpomexxyTOUHBIH MIPOTYKT 148. 4-[(2-MeTmwmmmunasol 1,2-a]oupuaus-3-wn)meTun|-6-(4,4,5,5-
terpameTni-1,3,2-mnokcadoponan-2-mn)-2H-mupuno[3,2-b][ 1,4]okcazun-3-0H.

[Momyyanu n3 mpoMexXyTogHOTO Tponykra 111 mo mMeronwke, aHAIOTHYHOW OMMCAHHOW IS MOJYYCHHUS
MIPOMEXYTOYHOTO TIpoaykTa 144.

IIpomexyrounbrii mpoaykT 149. (2R)-4-[(3,5-Aumernn-3H-1,2,3-tpuazon-4-min)meTui|-8-pTop-2-MeTHII-
6-(4,4,5,5-tetpamerni-1,3,2-nuokcaboponan-2-un)-3,4-muruapo-2H-1,4-6eH30kca3nH-3-0H.

[Mony4anu U3 NMPOMEKYTOUHOTO MPOAYKTa 127 mo METOIUKe, aHAJOTUYHOW OMUCAHHOW AJISl TOTYYEHUS
MIPOMEXYTOUHOTO TIpoaykTa 144. &y (500 MI'u, IMCO-dg) 7,15 (m, J 7,9 T'i, 2H), 5,41 (d, J 16,5 T'n, 1H), 5,30
(d,J 16,5 'y, 1H), 5,00 (q, J 6,8 I'u, 1H), 3,90 (s, 3H), 2,23 (s, 3H), 1,53 (d, J 6,7 'y, 3H), 1,29 (s, 12H). MeTo-
muka B, BOXXX-MC: MH+ m/z 417, BY 2,14 muH.

[Mpomexyrounstit npoaykr 150. (2R)-8-Drop-2-mernn-6-(4,4,5,5-rerpamerni-1,3,2-arokcadoponan-2-
wn)-4-[(1,3,5-tpumernn-1 H-nupazon-4-nn)merun)-3,4-nquruapo-2H-1,4-6eH30Kca3nH-3-0H.

[Tony4anu U3 MPOMEKYTOYHOTO MPOAyKTa 135 Mo METoMuKe, aHAJOTUIHOW ONMMCAHHOW IJIS TIOMYYEHHS
MPOMEKyTOYHOTO mpoaykra 144. &y (500 MI'u, AMCO-dg) 7,15 (s, 1H), 7,08 (d, J 10,0 T'u, 1H), 5,10 (d, J 15,8
I'm, 1H), 4,94 (q,J 6,7 T'n, 1H), 4,87 (d, J 15,7 'y, 1H), 3,56 (s, 3H), 2,24 (s, 3H), 2,02 (s, 3H), 1,50 (d, J 6,7 T'my,
3H), 1,29 (s, 12H). Metonuka B, BOXXX-MC: MH+ m/z 430, BY 2,22 mu=.
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[Mpomexyrounstit mpoxykr 151. (2R)-2-Merun-6-(4,4,5,5-rerpamernin-1,3,2-nuokcaboponan-2-ui)-4-
[(1,3,5-tpumeTnn-1H-mupazon-4-wn)mernin]|-2H,3H,4H-tupuno[3,2-b][ 1,4 ]okcazun-3-0H.

[Momyyanu U3 IPOMEXYTOYHOTO MpoAykTa 132 mo MeToawke, aHAIOTHYHOW OIMMCAHHOW VIS MOJYYCHHUS
MPOMEKYTOYHOTO mpoaykra 144. &y (500 MI'u, CDCl;) 7,47 (d, J 7,8 ', 1H), 7,15 (d, J 7,8 ', 1H), 5,29-5,16
(m, 2H), 4,67 (q, J 6,8 T'w, 1H), 3,63 (s, 3H), 2,33 (s, 3H), 2,25 (s, 3H), 1,54 (d, J 6,8 I'y, 3H), 1,36 (s, 12H).

IIpomexyrounbii  mpoaykr 152, (2R)-6-Orenun-8-prop-2-metmin-4-[(1,3,5-tpumerui-1 H-nupazon-4-
un)metnn|-3,4-nurunpo-2H-1,4-6er3okcaznH-3-0H.

K pactBopy npomexyrounoro npoaykra 101 (1,09 r, 3,23 mmo:s) B 6e3BoHOM 1,4-mmokcane (15 mur) go-
0aBIISLTA KOMIUIEKC aHTUPH/Ia BUHUIOOPOHOBOW KHCIIOTHI ¢ TpuArnHOM (932 mr, 3,87 MMoIb), 3atem 2 M BojI-
Helid pactBop Na,CO; (4,84 mur). CMmech Jiera3upoBaiyd ¢ TMOMOIIBIO N, B TeUEHHE 5 MHH, 3aTeM J00aBISLIH
(1E,4E)-1,5-mudenunmenta- 1,4-quen-3-onnamwiamuiit (3:2) (147 wr, 0,16 mMMmonp) m murmkiorekcuin|2',4',6'-
tpu(nponan-2-mn)ondpennn-2-mi|pocpan (153 mr, 0,32 mmons). CMech JONOTHUTENBHO JETa3HupOBAIN C MO-
MoImrsio N, B TeUEHHE 5 MHH, 3aTeM NOMEIIAIH B IPOOUPKY BBHICOKOTO AaBlieHus U HarpeBaiw npu 110°C B te-
yernue 18 4. Cmech oxnaxnamu 1o KT, nobasmsumm EtOAc (20 M) u Boxmy (20 Mi1), 3aTeM OpraHWYecKHH cIIoi
MIPOMBIBAJIA BOJION M paccosioM. BomHeie cion skctparupoBaiu ¢ nmomomsio EtOAc (2x20 mur), 3atem o0bean-
HEeHHbIe opranuyeckue ciaou cynmin (Na,SO4) U pacTBOpHUTENb yAaIsiIM B BakyyMe. OCTaTOK OYHMINAIN C HO-
MOIIBIO KOJIOHOYHOH Xpomartorpaduu (SiO,; rpagueHTHIN peskuM: oT rentanoB 10 100% EtOAc) u momywanu
uckomoe coenuuenue (1,06 , 91%). oy (AMCO-d¢) 7,13 (dd, J 11,4, 1,5 T'u, 1H), 7,01 (s, 1H), 6,60 (dd, J 17,6,
10,9 I', 1H), 5,76 (d, J 17,6 I'n, 1H), 5,26 (d, J 10,9 I'y, 1H), 5,12 (d, J 15,7 T'n, 1H), 4,95-4,80 (m, 2H), 3,55 (s,
3H), 2,18 (s, 3H), 1,98 (s, 3H), 1,48 (d, J 6,7 I't, 3H). Meronuka B, BOXXX-MC: MH+ m/z 330, BY 1,90 mun
97%).

IIpomexyrounbii  mpoxmykt 153, (2R)-6-(1-bemsunmupponunun-3-mn)-8-prop-2-metnn-4-[(1,3,5-
tpuMeTHiI- 1 H-tupazon-4-mn)mermn|-3,4-muruapo-2H-1,4-6eH30Kkca3nH-3-0H.

[Ipn mepememMBaHWM K PacTBOPY MPOMEKYTOUHOTO mpoaykra 152 (600 mr, 1,82 mmonp) u N-
(meTokcumeTni)-N-(Tpumetmicmmmmern)oensunamuna (0,7 mi, 2,73 mmons) B cyxom JIXM (16 mi) B atmo-
cdepe azota npu 0°C B TeueHre 4 MUH 110 KaruisiM JOOABJISIIM pacTBOP TPUPTOPYKCYCHOM KUCIOTH (15 MKiT) B
JAXM (4 mi). Peakimonnyto cmech nepemerinany npu 0°C B TeueHne 20 MUH, 3aTeM €i aBaJId HarpeTHCs 0
KT. IlepememnBanue npomoipkand B TedeHne 18 4. IIpm 0°C no0aBisuM JONOSHUTENBHBIE TOpHHMHA N-
(meTokcumeTni)-N-(Tpumetmicmmmmern)oensunamuna (0,45 mi, 1,78 MMoib) 1 pacTBopa TpU(YTOPYKCYCHOH
kucnotsl (15 mxm) B IXM (2 M), 3arem cmech HarpeBainu 10 KT u nepememmBanu B teuenue 2 4. [Ipu 0°C
JI0OABISIM  TOTIOJTHUTENbHBIE TopIuu N-(MeTokcuMeThn )-N-(TpuMeTmicuimaMeTmn)oersmwiamuaa (0,45 w1,
1,78 mmounb) U pactBopa TpudropykcycHor KucioTs! (15 mxm) B JIXM (2 mi). [Tocne nepementuBanus npu KT
B TeueHHe 18 4 peakIMOHHYI0 CMECh KOHIIGHTPUPOBAIH B BaKkyyMe. OCTaTOK OYHIIIAIH C TIOMOIIBI0 KOJIOHOYHON
xpomarorpaduu (SiO,; ot 100% rentana go 100% EtOAc, 3atem 0-10% MeOH/AXM) u momy4yain HCKOMOE
coenuaenue (718 mr, 88%).

IIpomexyrounbii  mponykt 154. 6-Orenwmn-4-[(1,3,5-tpumetwui-1H-upazon-4-nn)mernn]-2H,3H,4H-
mupuno[3,2-b][1,4]okcasuH-3-0H.

[Moxyganu 3 MpoMeXyTOUHOTo Npoxaykra 112 n KoMIuiekca aHTHApUAa BUHHIOOPOHOBOW KHCIIOTHI C TH-
PUAMHOM TI0 METOIWKE, aHAIIOTMYHOW OTHMCAHHOHN IJIS TOJMYYeHHS MPOMEXYTOUHOro mpomaykTra 152. &y (500
MTI'n, AMCO-d¢) 7,35 (d, J 8,1 ', 1H), 7,14 (d, J 8,1 ', 1H), 6,74 (dd, J 17,4, 10,8 I';, 1H), 6,09 (dd, J 17,4,
1,5 I'y, 1H), 5,39 (dd, J 10,8, 1,5 T'u, 1H), 5,06 (s, 2H), 4,73 (s, 2H), 3,53 (s, 3H), 2,19 (s, 3H), 2,02 (s, 3H). Me-
toauka B, BOXKX-MC: MH+ m/z 299,0, BY 1,80 mus (99%).

[Mpomexyrounstit mpoxykr 155.  6-(1-bensunnupponuans-3-mn)-4-[(1,3,5-tpumernn-1 H-nupazon-4-
nn)mernn|-2H,3H,4H-mupuno[3,2-b][ 1,4 ]Jokca3un-3-0H.

[Toy4anu U3 MPOMEKYTOYHOTO MPOAyKTa 154 1o METoMWKe, aHAJOTUIHOW ONMMCAHHOW JJIS TIOTYYEHHS
MPOMEKYTOYHOTO MpoAykTa 153; momyuanu uckomoe coenuHenue (39%). oy (500 MI'u, AMCO-dg) 7,34-7,26
(m, 5H), 7,23 (dq, J 6,3, 3,3, 2,8 I';, 1H), 6,96 (d, J 8,1 I'y, 1H), 5,01 (d, J 1,8 I'y, 2H), 4,69 (s, 2H), 3,67-3,56
(m, 2H), 3,54 (s, 3H), 3,49-3,38 (m, 1H), 2,90 (t, J 8,4 I'u, 1H), 2,70 (q, J 8,1 I', 1H), 2,66-2,56 (m, 1H), 2,53
(1H, obs), 2,17 (m, 4H), 2,00 (s, 3H), 1,93 (ddt, J 12,7, 8,5, 6,4 I'n, 1H). Meronuka B, BOXX-MC: MH+ m/z
432, BY 1,26 mus (99%).

[Mpomexyrounslit npoaykt 156. Metun-2-(4-MeTOKCH(EHMI)ITHIKapOamar.

IMpu 0°C B atmocdepe asora Metwiaxioppopmuar (235 mu, 3,04 monb) noGaBisiaM K pactBopy 2-(4-
MeTokcupermn)stmiamuaa (90 r, 595 mmone) u TpudTWwiIamuHa (99 M, 714 mmons) B cyxom TI'® (2,7 m).
Cwmech nepememBanu npu KT B Teuenne Houw, 3atem pobasisum Boay (360 mur). Crion pa3aensiiv U BOAHYIO
(ha3y sKcTparupoBaiv AWITWIOBBHIM 3pupoM. OObeIUMHEHHBIE OpPraHUYECKHE CIIOW NMpoMbIBaid | M BOIHBIM
pacteopom HCI, Bono#i u pacconom, 3atem cymmau (Na,SO4) ¥ BIIapuBajiId B BaKyyMe U MOJIydaJld HCKOMOE
coeaunenue (120,7 T, 90%). dy (300 MI'u, CDCls) 7,10 (d, J 8,6 ', 2H), 6,84 (d, J 8,7 I'u, 2H), 3,79 (s, 3H),
3,66 (s, 3H), 3,40 (q, J 6,6 I'y, 2H), 2,74 (t,J 7,0 I'y, 2H).

[Ipomexxyrounbrit mpoaykt 157. 7-Mertokcu-3,4-muruapon3zoxuronus- 1 (2H)-oH.

ITentaokcun dochopa (126 r, 890 MMoIIb) MOpHUAMHU T0OABISIIH K METaHCYIb()OHOBOU KUCITOTE (445 M1,
6,86 Momnb) u HarpeBayn mipu 130°C B Teuenue 1 4. JloGaBisiii MpOMEXyTOUHBIN mpoaykT 156 (93,15 1, 445
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MMOJIb) U cMech HarpeBanu npu 140°C mo mpekpalineHus BEIICICHUS ra3a. PeakllMOHHOW CMecH JaBaiy OXJa-
JUTBCS U PEakIMIO OCTaHABIUBAJIM ITyTeM BBIJIMBAHHS PEAKIIMOHHOW cMecH Ha jiell. [lomydeHHyro cMech dKcTpa-
rupoBaiu ¢ nomonipio EtOAc. O0bequHEHHBIE OpTraHMYECKHE CIION MPOMBIBAIN paccosioM, cymmim (Na,SO,) u
BBINTAPUBAIH B BaKyyMme. OCTaTOK BBINApUBAIN C TOIYOJIOM M OYMINAIN C TOMOIIBIO KOJTOHOYHOH XpoMmarorpa-
¢un (muoxcun kpemuwms; amoeHT: 50-100% EtOAc B renmrane) u momydanu uckomoe coenuHenne (38,16 T,
48%). 6y (300 MI', CDCl3) 7,60 (d, J 2,8 I'y, 1H), 7,13 (d, J 8,3 T', 1H), 7,01 (dd, J 8,3, 2,8 I';, 1H), 6,14 (s,
1H), 3,85 (s, 3H), 3,55 (td, J 6,6, 2,9 I'y, 2H), 2,94 (t, J 6,6 'y, 2H).

[Ipomexyrounsrit mpoaykt 158. 7-I'mapoxcu-3,4-guruaponszoxunonus-1(2H)-oH.

B atmocdepe azota mpomexxkyTounsiid poaykT 157 (19 1, 107 mMous) pactBopsua B JIXM (250 mur) u ox-
naxknanu o -78°C. K momydeHHOH cycneH3uu B TedeHue 1,5 1 mo xammsiM mobasisuim Tpubpommun 6opa (1 M
pactBop B JAXM, 430 mi, 430 mmonb). Uepes 30 MUH OXJaKAaIOIlyl0 OaHIO yJoalsuld M peakUMOHHOH cMecH
naBanu Harpetbes 1o KT, 3arem ee nepeMemnBaiy B TeUeHHE HOUM. Peakiinio ocTaHaBIMBaIN MyTEM IIPOBOAH-
MOT0 IO KaruisiM octopoxHoro nodasienust MeOH (114 v, 2,81 MoJIb), ¥ TOy4eHHBIH pacTBOpP IepeMenInBa-
71 B TeueHue 1,5 4, 3aTeM KOHLEHTpHUpoBaiu B BakyyMe. Octatok BoinapuBaiu ¢ MeOH u kpucraminzoBanu u3
BO/JIBI, 3aTeM OT(WIBTPOBBIBAJIN, IIPOMBIBAIIM BOJIOW M CYLIMIIH U TOJIydain HckoMoe coenunenue (14,6 v, 81%).
Oy (300 MI'n, AMCO-d¢) 9,47 (s, 1H), 7,83 (s, 1H), 7,25 (d, J 2,7 I'y, 1H), 7,09 (d, J 8,2 I'y, 1H), 6,85 (dd, J 8,1,
2,7Tu, 1H), 3,31 (td, J 6,6, 2,8 I'n, 2H), 2,76 (t, J 6,6 'y, 2H).

[Ipomexyrounsrit mpoaykt 159. 1-Oxco-1,2,3,4-TeTparuApon30XuHOINH- 7 -UATPUPTOPMETAHCYTH(POHAT.

B armocdepe azora mpomexyTounsid nmpoaykT 158 (38,3 1, 235 mmoub) cycrenaupoBanu B JIXM (1 i),
3aTeM no0aBisu N-peHmnouc-(TpudTopmerancyiabdornmun) (84 t, 235 mmons) u TpudTwiamud (33 mi, 235
MMOJTb). CMeCh MepeMeNnBalii B TeUCHUE HOYHM, pa30aBisud BOJON W CIIOW pa3iesisuid. BomHbIN coi dKCTpa-
rupoBaiy ¢ nomomisio JIXM (500 mi). OO0beMHEHHBIE OPTaHUYECKHE CIIOW MPOMBIBAM BOJIHBIM PAcTBOPOM
HCI (1M) u Bomoii, 3arem cymmnu (Na,SO,4) u BeimapuBasid B BakyyMme. OCTaTOK KPUCTALTU30BAIH U3 JTUU30-
MpONWIOBOTO 3(upa, 3aTeM CyIwin B Bakyyme mpu 40°C B TeueHue 2 AHEH M MOJIyvaid HCKOMOE COCINHEHHUE
(37,9 1, 55%). &y (300 MI', CDCl5) 7,97 (s, 1H), 7,42-7,29 (m, 2H), 7,02 (s, 1H), 3,61 (td, J 6,7, 2,9 I'y, 2H),
3,04 (t,J 6,6 ', 2H).

IMpomexyrounstit  mpoxykr  160.  7-(4,4,5,5-Terpamerui-1,3,2-nuokcaboponan-2-umn)-3,4-1uruapo-
M30XUHOJHH-1(2H)-0H.

CycrieH3u1o npoMexxyTouHoro npoaykra 159 (48,38 r, 164 mmous), 6uc-(nuHakonsTo)aubdopa (54,1 1, 213
MMoub) U anerata kamus (80 r, 819 mmoins) B 1,4-muokcane (2 1) mpoayBajd aproHOM, 3aT€M HarpeBalld MpH
80°C. Hob6asnsm Pd(dppf)Cl, (1,7 T, 2,08 MM0OJIB) M cMech TIepeMeNIBaIN B TedeHrne Houu. [locie oxmaxke-
HUA 10 KT peakoHHy 0 CMeCh OYMINAIN C TIOMOIIBIO KOJIOHOYHOHW XpoMaTorpaduu (JHOKCH KPEMHHUS; IO~
ent: 30-100% EtOAc B rentane), 3aTeM pacTHPAIH C TUH3OMPOIIIOBEIM dPHPOM U TTOTyJaId HCKOMOE COeIH-
Henue (33,5 r, 73%). 6y (300 MI'n, CDCl;) 8,53 (s, 1H), 7,86 (d, J 7,5 I'u, 1H), 7,22 (d, J 7,5 T'u, 1H), 6,38 (s,
1H), 3,56 (td, J 6,6, 2,8 I';, 2H), 3,01 (t, J 6,6 I', 2H), 1,33 (s, 12H).

ITpomexyrounbie ipoaykTel 161 u 162. 7-bpom-5-pTop-1,2,3,4-TeTparuipon30XuHOINH-1-0H U 7-0poM-
5-¢rop-1,2,3,4-TeTparuapOXHHOIHH-2-0H.

PactBop 6-6pom-4-¢hrop-2,3-murnapo-1H-ungen-1-ona (500 mr, 2,18 mmons) B cmecu XM (13 mu) u
MeTaHCyIb(QOHOBOW KHCIOTHI (6,5 mir) mpu 0°C MeaneHHo oOpabareiBanu azupoM Hatpust (115,32 mxi, 3,27
mmonb). [loydennyto cmeck HarpeBanu 10 KT u nmepememmBanu B Tedenue 1,5 4. MemieHHO 100aBisui pac-
TBOpP HUTpata Lepusi-aMMoHus (5,5% B Boze, 25 Mi1) U cMech OABEpraiy pacupenesneHuto Mexry XM (50 mu)
u Bojou (25 mu). BoaHsii cioit skctparupopanu ¢ momoibio XM (50 mi) 1 00beTUHCHHBIC OPTaHUICCKUE
CJION TIPOMBIBAJIM BOjIOH (25 mut) u pacconom (25 mi), 3arem cymmman (MgSO,). PactBoputens ynansum B Ba-
Kyyme 1 mosrydaiu cMech (1:1) uckoMbrx coenuuaenunit (410 MT), KOTOPYIO UCIIONIB30BaN 0€3 pa3/eIeHusl.

IIpomexyrounbii mponmykt 163. 7-(4,4,5,5-Terpamerun-1,3,2-nuokcadoponan-2-mn)-1,2-murunpodra-
Ja3uH-1-0H.

Cmech 7-OpoM-1,2-murunpodranaszun-1-ona (4,1 r, 18,22 mmoins) u O6uc-(muHakosATo)muoopa (12,95 1,
51,01 mmoup) B atMochepe azora pactBopsutd B 1,4-nmuokcane (150 mun). JloGasisimu anerar kanus (5,36 T, 54,66
MMOJIb) ¥ pEaKIIMOHHYIO CMECh JIeTa3upoBan ¢ moMonibio N, B Tederue 5 muH. Jlo6asmsum Pd(dppf)Cl, (0,74 1,
0,91 mmomne) u cmecy HarpeBanmu npu 110°C B Tedenue 1,5 4, 3aTeM oxJlaKaaid W pa30aBIsUIM C ITOMOLIBIO
JXM. Teepaple BemecTBa ynamsuii GpuibTpoBanueM depe3 nesnut. OctaTok NpoMbIBaIK ¢ moMoursio JIXM u
00beANHEHHBIE OpTaHNYecKue (a3bl KOHLIECHTPUPOBAIH B BakyyMe. [loydeHHOE TBep/i0e BELIECTBO PacTHPaIH
¢ renrraoM (30 mut) m qudTHIOBBIM 3¢hupoM (15 mi). TBepaoe BemecTBO IOMOIHUTENBFHO PACTUPANIN C TelTa-
HOM (30 M) ¥ AMATHIOBBIM d¢upoM (15 M), 3aTeM ocanok coOupany GUIBTPOBaHUEM U MOJIYYald HCKOMOE
coexunenue (5,1 r, 81%). oy (250 MI'u, AMCO-dg) 12,68 (s, 1H), 8,50 (s, 1H), 8,37 (s, 1H), 8,10 (dd, J 7,8, 1,1
I'u, 1H), 7,88 (d, J 7,8 ', 1H), 1,30 (s, 12H). Metoauka B: BOXXKX-MC MH+ m/z 273, BY 1,78 mun (97%).

IIpomexxyrounbiii mpoaykt 164. 6-(4,4,5,5-Terpamerni-1,3,2-quokcadboponan-2-un)-2,3-guruapo-1,2-
OenszoTnasoi-1,1-guoxcusm.

[Moy4anu U3 mpoMexyTodHoro npoaykra 171 u Ouc-(MMHAKOIATO)ArO0Opa O METOJUKE, aHAJIOTHUIHON
OIMCAaHHOM UISl TTOJTydEeHHUs IPOMEKYTOUHOTrO MpoayKTa 163; nmomydanu nckomoe coenunenue (74%). dy (500
MI'n, AMCO-dg) 7,91 (d, J 7,7 I', 1H), 7,89 (s, 1H), 7,62-7,53 (m, 2H), 4,43 (s, 2H), 1,31 (s, 12H).
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ITpomexxyTouHBIH OPOAYKT 165. 3-(4,4,5,5-Terpamerni-1,3,2-mmokcaboposnan-2-min)oeH3on- 1 -
cynb(hOHAMHUII.

[Momydanu u3 3-6pomOenH30-1-cynboHamuaa u OuC-(MMHAKOITO)AHOOpa 10 METOAMKE, aHAJIOTHIHON
OTIMCaHHOM ISl TIOJTyYeHHs POMEXYTOYHOTO npoaykra 163; uckomoe coequuaenue (100%) momydanu B Buae
TEMHOTO KOPHUYHEBATO-CEpOTo TBepaoro BemectBa. Meroamka B, BOXX-MC: MH+ m/z 284, BY 1,74 mun
(94%).

[TpomexxyToIHbIH MIPOIYKT 166. 6-(4,4,5,5-Terpamernin-1,3,2-muokcaboponan-2-un)-1,2,3,4-
TETPAaruAPOXUHA30INH-2,4-THOH.

6-bpomxunazonun-2,4(1H,3H)-quon (350 mr, 1,45 mmoms) u Ouc-(nmmHaxossito)mubop (1,03 r, 4,07
MMOJIB) B arMocgepe a3oTa pacTBopsiiM B 1,4-gmokcane (12 mur). [loGaBmsiim anerar xamus (855 wmr, 8,71
MMOJIb) M PpEaKkIHOHHYI0 CcMech jerasupoBanu B Tedenume 10 wmumH. [loOaBmstmm kxomruiekc Owc-[3-
(mudpennndochanmn)uknonenTa-2,4-mueH- 1 -wi|xxene3o-J XM-muxnopnamiaauii (119 mr, 0,145 mMons) u pe-
aKIMOHHYI0 cMech HarpeBanu rpu 100°C B Teuenue 4 4. PeakunonHyto cMech paz0asisuii ¢ moMouso JIXM
(30 M), 3atem QuibTpOBaNM Yepe3 LENUT U KOHIEHTPUPOBAIH A0CyXa. HeodnineHHOe BEIIECTBO OYMINANHU C
MOMOIIIBI0 KOJIOHOYHOM XpoMaTorpaduul ¢ HCIoIp30BaHneM rpaguerTHoro pexkuma 0-100% EtOAc B rentane u
nosrydain uckomoe coequHenue (200 mr, Beixon 29%, unctota 60%). Metonuka B, BOXX-MC: MH+ m/z 289,
BY 1,60 muH (60%).

[Ipomexyrounsrii mpoaykt 167. 2-bpom-5,6,7,8-teTparunporuasono[4,5-c]azennH-4-oH.

PactBop  2-Opom-6,7-guruapo-5H-1,3-6enzotnazon-4-oma (0,36 1, 1,55 w™moms) B cMmecu
JAXM:metancynbdoroBas kucioTa (2:1) nmpu 0°C memnieHHO 00pabaThIiBaIu a3ugoM HaTpHs. [lomydeHHy0 cMe-
cu naBanu Harpetbes 10 KT u ee nepemermBany B TeueHue 3 4. Peakiimonnyio cMechk oBeprajiy pacnpeaese-
H1o Mexy IXM u BogHbIM pactBopoM ruapokcuzaa Hatpus (1,0 H., 10 mir). BoxHslit cioit sxcTparupoBaiu ¢
nomombto IXM. OObeTMHEHHbIE OpraHMYeCKHE CIION MOCIIEI0BATEIFHO IIPOMBIBAIIN BOJOH M PaccojoM, 3aTeM
cymmiau Hax Na,SO4 U KOHLIEHTpUpoBanu B BakyyMme. OcTaTtok pacTBopsiiv B JIXM u ouuanu ¢ NOMOIIbIO
KOJIOHOYHOW Xpomarorpaduu (IMOKCHA KPEeMHUs) MpH dumtonpoBaHuu ¢ nomombsio EtOAc//IXM, 3atem ¢ mo-
morursio JIXM/MeOH u noxyganu uckomoe coeauaenue (230 mr, 60%), nmpeacrasisromee OO0 OJUH pEeTHOn-
30Mep, B BUJE GJIeJHO-OpaHKeBOro TBepaoro Bemectsa. JKXMC (OP+) (M+H)" 247/249, BY 0,96 mun (MeTo-
ka 2).

IIpomexyrounble TpoaykTtel 168 u 169. 6-bpom-1-metun-1H-nmupazono[4,3-b]mupuaua U 6-6pom-2-
Metmi-2H-nupa3zoino[4,3-bmupuaus.

PactBop 6-6pom-1H-nupazomno[4,3-b]mupumuna (500 mr, 2,52 Mmonb) u kapOonata me3us (1234,04 wr,
3,79 mmois) B AM® (7,5 mi) nepemermBany npu KT. Jlo6assim oameran (189 Mk, 3,03 MMoIIb) 1 peakiu-
OHHYIO CMECh IEpEeMELIMBAIN B TeueHHe 1,5 4. PeaklnoHHyI0 cMech KOHIIEHTPHPOBAIN B BaKyyME U OCTATOK
MOZIBEPTAN paclpeaeIeHIIo Mex Iy Bogoit (25 mi) u EtOAc (25 mir). BoxHyto ¢asy 10moTHUTENTBHO 3KCTparu-
poBaiu ¢ nomombsio EtOAc (25 mit). O0beqMHeHHYI0 OpraHU4ecKyo a3y IPOMBIBAIIN paccoioM (25 Mir), 3aTeM
cymmn Hax MgSO, u GunbTpoBan. PacTBopuTens ynansiu B BakyyMe M HOJIy4dajdd HUCKOMBIE COEIUHEHHS
(584,8 Mr) B BHIIc cMeCH PETHOM30MEPOB COCTaBa 7:3, KOTOPYIO UCIOJB30BAIM HA CICAYIOIIEH cTaauu 0e3 Io-
MOJTHUTENIEHOTO pasaeneHus. Metoauka B, BOXX-MC: MH+ m/z 212/214, BY 1,47 mun (26%) u 1,56 mMun
(72%).

IIpomexyrounsiit mpoaykt 170. 5-bpom-2-(6pommeTrin)0eH30:1- 1 -cynbpoHaMu .

B armochepe azora cmech S5-Opom-2-meTmiiOeH30i-1-cynmpdhonamuma (950 wmr, 3,8 mmomb) u N-
opomcykruanmuaa (709,84 mr, 3,99 mMonb) B 6e3BogHOM arietoHuTpuie (9,5 mi) nepememmBanu mpu 90°C B
teuenue 5 muH. JJobasmstmun AIBN (124,74 mr, 0,76 MMOJIb) U peakIIMOHHYIO cMech HarpeBamu mpu 90°C B Te-
yenue eme 80 MuH. PacTBOpHTENh yAamsuM B BaKyyMe M OCTaTOK ITOJBEPray PacrpeesieHuI0 MEXIy BOJOH
(20 M) 1 AXM (40 mi). Oprannueckyro ¢azy cymmmm Hax MgSO4 n GpuibTpoBanu, 3aTeM pacTBOPUTEND yaAa-
Jsuti B Bakyyme. OcTtatok nBaskasl pactupainu ¢ JIXM (3 Mi) U moiy4eHHbIe 0CaJKHi OTGMIBLTPOBBIBAIN U 00be-
JIUHSUTA U TIOJTydain uckoMoe coenuaenue (614,8 mr, 40%). oy (500 MI'n, AMCO-de) 8,00 (d, J 2,1 T'm, 1H),
7,84 (dd, J 8,3, 2,1 T'u, 1H), 7,77 (s, 2H), 7,63 (d, J 8,3 'y, 1H), 5,00 (s, 2H).

[Mpomexyrounstit npoxykr 171. 6-bpom-2,3-nuruapo-1,2-6enzornazon-1,1-guoxena.

B armocdepe azora npomexxyrounsiii mpoaykt 170 (2,50 T, 4,03 mmoins) 1 NaHCO; (1,01 1, 12,1 Mmonb) B
aretorutpwie (75 mi) nepememmBany mpu 90°C B Teuenue 24 4. PeaknnonHyio cMech oxnaxaanu 1o KT. O6-
Pa30BaBIIMHCS OCaJOK OT(QIIBTPOBBIBAIN M (DMIBTPAT KOHLEHTPHUPOBAIM B BakyyMme. OCTaTok OuMIamd Ha
mokcuae kpemuus (Biotage) ¢ ncnonp3oBanmeM B kadecTtBe amoeHTa 0-100% EtOAc B renrane u morydann
uckomoe coeaunenue (473,7 mr, 47%) B Buzme Oenoro TBepAoro Bemectsa. oy (500 MI'n, IMCO-dg) 8,11 (d, J
1,6 I'u, 1H), 7,95 (s, 1H), 7,87 (dd, J 8,2, 1,8 I'y, 1H), 7,53 (d, J 8,2 ', 1H), 4,37 (s, 2H). Meroauka B, BOXKX-
MC: MH+ m/z 248/250, BY 1,51 mun (100%).

[Ipomexxyrounbrii mpoaykt 172. 6-Xnop-4-(meTancynbhonmn)- 1 H-urmazon.

K pactBopy 4-6pom-6-xmop-1H-unnazona (100 mr, 0,43 mmous) B IMCO (7 M) 1o6aBisuid METaHCYIIb-
¢unar Hatpus (165 mr, 1,62 mmons), Cul (8,2 mr, 0,04 mmois), N,N'-mumermwmtunenauamus (0,01 v, 0,09
mmons) 1 K,CO5 (119,41 wmr, 0,86 mMons). Peakimonnyro cmeck Harpesaiu npu 100°C B teuenue 3,75 4, 3atem
npu 140°C B teuenne 16,25 4, 3atem npu 160°C B Teuenue 3,5 4. PeakimoHHyI0 cMech TOBTOPHO 00padaThiBa-
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JIM JOTIOJIHUTENBEHBIMY TOPUMAMH MeTaHCyIbpuHaTa Hatpus (165 mr, 1,62 mmois), Cul (24,68 mr, 0,13 MMoI1B)
1 N,N'-numetwmtuienanamuna (0,03 mu, 0,26 MMoJIb) U TIOJIy4YEHHYIO cMech HarpeBanu mpu 160°C B TeueHue
2 4. PeakunoHHyI0 cMech dKcTparupoBaiu ¢ nomomnisio EtOAc (2x15 mur), mpomsiBamu Boso# (10 mir) u pacco-
noM (10 mm) u cymumnu Hag MgSO,, 3aTeM KOHLIIEHTpUpPOBaIX B BakyyMe. [loyueHHbII HeOUNIEHHBII NPOIYKT
OYHIIAIIA ¢ TIOMOIIHIO KOJIOHOYHOW XpoMaTorpaduu ¢ MCIOIb30BaHUEM TpaJueHTHOTO pexnma rentan/EtOAc,
3aTeM C HCIOJIb30BaHWEM TpagueHTHOro pexknma JIXM/MeOH m momydanu uckomoe coemunenue (24,6 wmr,
19%). 8y (500 MI'n, AMCO-d¢) 13,85 (s, 1H), 8,40 (s, 1H), 8,08 (s, 1H), 7,65 (s, 1H), 3,38 (s, 3H). Meronuka
B, BOXX-MC: MH+ m/z 231, BY 1,42 mun (81%).

[Tpomexyrounsrit mpoaykt 173. 2-bpom-4,5,6,7-teTparunpo-1-6en3otrnodhen-4-oH.

K cycrmensun N-Opomcyknuaumuna (547 wmr, 3,08 mmonb) B Tekcane (3 ™) mobasmsum 4,5,6,7-
teTparuapoden3o[b]tnoden-4-on (468 wmr, 3,08 mmons), 3atem 70%-HBINH pacTBOp XJOpHOH KuCIOTHI (10
Moi1.%, 0,026 mur). Peaknmonnyio cmech nepemenmnBany npu KT B Teuenne Houn. J[06aBisuM HACHIIIEHHBIH
BoaubIi pactBop NaHCOj; (5 MiT) U peakImoHHYIO cMech dKcTparupoBayin ¢ momotbio EtOAc (3x10 mur). O0b-
€/IMHEHHbIE OPTraHUYECKHe CJIOM MPOMBIBAIN paccosioM (5 mir), cymmian Hazg 0e3BoaubM Na,SO4 1 ¢puibTpoBa-
7, 3aTeM (QWIBTpaT KOHIEHTPUPOBAIIM B BaKyyMe. HeounnieHHbIH 0CTaTOK OYHIIaIy ¢ TOMOIIBI0 KOJIOHOYHOH
XpoMatorpauu ¢ UCIojb30BaHHEM TpanueHTHoro pexxnma 20-80% EtOAc B remrane u mosrydaau MCKOMOE
coeaunenue (450 mr, 63%). oy (500 MI'y, JIMCO-d¢) 7,34 (s, 1H), 2,97 (t,J 6,1 I'u, 2H), 2,47 (m, 2H), 2,10 (p,
J 6,2 T'n, 2H). Metoauka B, BOXKX-MC: MH+ m/z 231/233, BY 1,87 mun (95%).

IIpomexxyrounsiit npoxykt 174. 2-bpom-4H,5H,6H,7H,8H-treno[ 3,2-c]a3enun-4-oH.

K pactBopy npomexxyrounoro npoaykra 173 (310 mr, 1,34 mmois) B IXM (8,1 mir) n MeTaHCynb(hOHOBOM
kucnoThI (3,9 M) mpu 0°C noprusimu gobasssui azua Hatpus (130,8 mr, 2,01 MMOIb), 3aTeM TIOTyYEeHHOW cMe-
cu naBaimu Harperbes 10 KT u ee nepemernmBany B Te4eHHE HOUM. PeaknMOHHYIO CMECh MOABEPTaly pacipene-
neruro Mexay JIXM u BogHBIM pacTBOpoM Tuapokcuaa Hatpus (1,0 H., 4,0 mur). BomHBIH clloi 3KCTparupoBain
¢ omompio JIXM. O0benMHEHHBIE OpTaHMYECKHUE CIIOW TOCIIeIOBATEIBHO MPOMBIBATTH BOJOW W PACCOIIOM, 3a-
TeM cymmian Hax Na,SO4 U KOHIIGHTPUPOBaNK B BaKyyMe. HeouHIeHHbI 0CTaTOK OYHIAIN ¢ TOMOIIBIO KOJIO-
HOYHOH XpoMmaTtorpaduu ¢ UCIOIB30BaHNEM TpagreHTHOTO pexkuma 5-100% EtOAc B renTane u MONTyYaId UC-
koMmoe coenuHeHnue (82 mr, 25%) B Buae Oenoro tBepaoro BemiectBa. Meroauka B, BOXX-MC: MH+ m/z
246/248, BY 1,61 mun (100%).

[Mpomexyrounslit npoxykr 175. 2-Merunumuaaso[ 1,2-a]mupa3zun-6-kapOOHUTPHIL.

K pactBopy S5-amunonupasun-2-kap6onurpuina (0,6 T, 4,99 mmons) B cyxom EtOH (9 M) moGasmnsutn mop-
musivu Opomun Hatpus (0,257 T, 2,49 MmMoite) U xiopateToH (2,01 mi, 24,95 MMons). PeakiimoHHy0 cMech Ipu
nepememuBanuy HarpeBau npu 80°C B Tedenue 16 4, 3aTem eii naBanm oxnaautbes 1o KT. PactBoputens yua-
JSUTH B BaKyyMe, 3aTeM TBepple BemecTsa nepeHocuian B JIXM (100 M) 1 mpoMBIBaJIM HACHIIIEHHBIM BOJIHBIM
pactBopoM NaHCOs; (50 mir). da3zer pa3nensuin, 1 BOAHYIO a3y SKCTparupoBaiiv ¢ momoinsio JJXM (2x50 mi).
OO0benMHEHHBIE OpTaHWMYECKHE CIIOW MPOMBIBAIIN paccosioM (50 mi), 3atem cymmnn (MgSO,), dbunbTpoBaid U
KOHIEHTpupoBanu. OUYHCTKAa C TOMOINBIO KOJOHOYHONH Xpomarorpaduu MpH SITIOMPOBAHUU C ITOMOIIBIO
EtOAc/renrran (20-100%) maBana ckomoe coeaunaenue (220 mr, 28%).

[Ipomexyrounsrit mpoaykt 176. 3-(I'uapokcumeTwn)-2-MeTHIUMHUAA30[ 1,2-a]mupa3nH-6-KkapOOHUTPHIT

[Tony4anu U3 MPOMEKYTOYHOTO MPOAYKTa 175 MO METOMWKE, aHAJOTUIHOW ONMMCAHHOW JJIS TIOTYYSHHS
npoMexxyroyHoro npoxykra 21. Meromuka C, BOXXX-MC: MH+ m/z 188,9, BY 0,46 mun (100%).

IMpomexyrounstit npoxykr 177. (6-dT1op-2-meTrnumMuaaso| 1,2-a|mupuuH-3-1ia)MeTaHoM.

[Monygamn u3 6-¢prop-2-meTunuMuaasol 1,2-a]mupuanHa o METOJUKe, aHAIOTHYHOMN ONMCaHHON Ul HO-
JTy4eHUsT MPOMEXYTOIHOTO mpoaykTa 21. &y (500 MI', IMCO-dy) 8,46 (dd, J 4,7, 2,4 T'n, 1H), 7,52 (dd, J 9,8,
5,3 'y, 1H), 7,28 (ddd, J 9,8, 8,4, 2,5 ', 1H), 5,09 (t,J 5,4 Ty, 1H), 4,76 (d, J 5,2 'y, 2H), 2,34 (s, 3H). MeTo-
muka E, BOXX-MC: MH+ m/z 181, BY 0,17 mun (96%).

[Tpomexyrounstit npoaykt 178. (6-Metokcu-2-mMeTranMuaaso| 1,2-a]mupasus-3-1i1)MeTaHO.

K pactBopy (6-0pom-2-meTrnmumuaaso| 1,2-ajmapasun-3-mi)meranona (0,3 r, 1,24 mmons) B MeOH (4 mu)
nmobasisumn 10%-ue1it pactBop NaOH B Bome (2,07 mur). CMmech TpHu IepeMeInBaHuN HarpeBali MUKPOBOJIHO-
BeIM m3iydenneM npu 100°C B Tedyenne 30 MuH. PeakIMOHHYIO CMECh KOHIIGHTPHPOBAIM B BaKyyMe, 3aTeM
OYMINAIN C TIOMOIIBI0 KOJIOHOYHOH Xpomartorpaduu ¢ odpamienHon (azoii ¢ ucronszoBarneM 0-100% MeCN B
BOJIC U MONTyyasid uckomoe coeauaenue (167 mr, 70%). dy (500 MI'n, AMCO-dy) 8,68 (d, J 1,3 T'u, 1H), 7,92 (d,
J1,3 T, 1H), 4,79 (s, 2H), 3,89 (s, 3H), 2,40 (s, 3H). Meroauka E, BOXX-MC: MH+ m/z 194,2, BY 0,91 mun
(100%).

[Mpomexyrounstit mpoxykr 179. (2R)-6-(2,2-Audroparenun)-8-drop-2-metun-4-[(1,3,5-rpumernn-1H-
npason-4-un)mernn|-3,4-qurunpo-2H-1,4-6eH30kca3nH-3-0H.

Bonnsrit pactBop Tpudocdara xamus (1,27 M, 1,43 mu) nobasmsim K pactBopy 2,2-auTopITeHUI-4-
MeTmI0en301-1-cynapdonara (momydaiu Mo MeTojuke, onucanHoil B mybnmkamum J. Org. Chem., 2008, 73,
3404) (250 mr, 1,07 MMonb) 1 mpoMexxyTouHoro npoaykra 150 (76%, 603 wmr, 1,07 mmons) B 1,4-nuokcane (7
wut). CMech Jlera3upoBaiy IyTeM MPOITyCKaHHUs ToKa a3oTa, o0padaTsiBasi yiabTpa3BykoM B Teuenue 10 muH. B
atMocdepe azora nobaBsum Tpuc-(qudeH3mInaeHaneToH ) aunamuiaauii(0) (24,44 mr, 0,03 MMOJIB) U TPUITUKIIO-
rexcuidochonuiiterpadropdbopar (19,65 mr, 0,05 MMOITB) U CMECH TIPH MTEPEMEITNBAHUN HATPEBAIN B TEPMETH-
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3upoBaHHOU npodupke npu 105°C B Teuenue 4 u. Cmecu naBanum oxiagutbes 10 KT, 3aTeM ee moaBepranu pac-
MPE/ICIICHUIO MEXK/Ty HAChIICHHBIM BOIHBIM pacTBopoM Na,CO; (30 mir) n EtOAc (30 mur). Opranudeckyro a3y
OTJICIISUTH M BOJHBIN CJIOH dKcTparupoBanu ¢ momomsio EtOAc (2x30 mi). O0beMHEHHBIC OPraHUYeCKHUE IKC-
TPaKThl MPOMBIBAIM paccoiioM (20 mi), cymmmm Hax MgSO,4, GUIBTPOBAIN M KOHLEHTPUPOBAIHN B BaKyyMe.
OurcTKa HEOYHIIICHHOTO OCTAaTKa ¢ IOMOIIBIO KOJIOHOYHOM Xpomarorpaduu ¢ ucrnons3oBanueM 0-100% EtOAc
B renTaHe JaBana uckomoe coeaunenue (322 mr, 55%). oy (500 MI'n, IMCO-d¢) 6,98 (dd, J 11,4, 1,7 T'u, 1H),
6,87 (s, 1H), 5,72 (dd, J 27,3, 3,9 I'i, 1H), 5,08 (d, J 15,9 I'y, 1H), 4,90 (q,J 6,7 'y, 1H), 4,84 (d, J 15,8 I'r, 1H),
3,57 (s, 3H), 2,17 (s, 3H), 1,96 (s, 3H), 1,50 (d, J 6,7 I';, 3H). MeTonuka B, BOXKX-MC: MH+ m/z 366,1, BY
2,01 mus (100%).

IIpomexyrounbii  mpoaykt 180. (2R)-6-(1-benzun-4,4-gudTopnupponuana-3-un)-8-prop-2-meTuin-4-
[(1,3,5-TpumeTnin-1H-tupazon-4-un)mernn]-3,4-muruapo-2H-1,4-6eH30Kkca3nH-3-0H.

[Mony4anu U3 NMPOMEKYTOUHOTO MpoAykTa 179 mo MeTonuke, aHAJIOTUYHOW OMUCAHHOW AJISi TOJTYYEHUS
MPOMEKYTOYHOTO MpoaykTa 153; momydanu uckomoe coenuuenue (15%). Meroauka B, BOXKX-MC: MH+ m/z
499,2, BY 1,94 mun (77%).

[Mpomexyrounstit mpoxykr 181. (2R)-6-Bpom-4-[(6-06pom-7-pTop-2-MeTranmunaso| 1,2-anupuaun-3-
wn)MeTwi|-8-prop-2-metnin-1,4-0eH30Kca3MH-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 27 U 57 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM HJIS MOJyue-
HUS TIPOMEXYTOYHOTO TpoayKTa 143.

[TpomexxyToIHBIH MIPOYKT 182. (2R)-6-Xnop-2-meTun-7-(tpudropmernn)-4H-mmupumo[3,2-
b][1,4]okcazun-3-o1 u (2R)-6-x510p-2-MeTHA-8-(TprdTOpMeTIUIT)-4H-TtMpr o[ 3,2-b][ 1,4]okcazun-3-0H.

®docdar kamus (nByocHoBHEIH) (1,3 T, 7,6 MMmoab) 1 Ir(fppy); (0,096 1, 0,13 MMOIB) 700aBISUIA B BEICY-
IICHHYI0 B CYIIMJIBHOM IHIKady KPYTJIOMOHHYIO KOOy, KOTOPYIO JEeTa3upoBaId M MpOAyBad a30ToM. Yepes
MeMOpany ao6asisuia pacTBop (2R)-6-xm0p-2-metun-4H-mupuo[3,2-b][ 1,4]okcazun-3-ona (0,5 T, 2,52 MMOIIB)
B aneronutpuiie (1 mi). CMmech oxyaxaaian B 0aHe cO CMECBIO alleTOH/TBEPABIA TMOKCHU]L YIIepoaa, Jera3upo-
BAJIM M NPOJyBaIN a30TOM, 3ateM eif nasanmu Harperbes 10 KT. [JoGasmsun TpudTopMeTaHCynb(hOHWIXIOPUL
(3,4 1, 20 MMmozp). Jlammy mHEBHOTO cBeTa (KOJOKOJI000pasHast, 25 BT) ycTanaBiMBamy Ha pacCcTOSHAU OT KOJI-
Obl, paBHOM 2 CM, ¥ BOKPYT HEILIOTHO pa3Mmeniain ¢onabry. CMech nepeMennBaiy B TedeHne Houu. J1o0aBisiiu
JIOTIOJTHUTENBHOE KoJInuecTBO Tpudropmerancyibhonmmxaopuna (3,4 v, 20 mmons). Peakiponnyto cmech moj-
Bepranu pacnpenenennto mexay EtOAc (20 mi) u BoxusiM pactBopom NaHCO; (20 mir). Opranmuecknii Ciioi
cymin (YCTpOUCTBO sl paszieneHust (a3) u BeIMapuBaiu B BakyyMme. OCTaTOK OYHINAIN C TTOMOIIBIO KOJIO-
HOouHOHM xpomatorpaduu (SiO,, 0-10% MeOH:/IXM) u noxydanu uckomsie coenuHerus (80 mr, 2%), npex-
crapstronue coboii cmech n3omepoB 7-CF; m 8-CF; cocraBa 4:1 cOOTBETCTBEHHO B BUE TIOUTH OSJIBIX TBEPIBIX
Beriects. BOXX-MC: MH m/z 266, BY 0,86 muH.

IIpomexyrounbiii mpoaykt 183. (2R)-2-Mertun-6-[3-(Metuincynbdonnn)denmn]-7-(tpudropmerin)-4H-
mupuao[3,2-b][1,4]okcazun-3-o8  u  (2R)-2-metmn-6-[3-(MeTuncynbhonm)pennn]-8-(tpudropmerin)-4H-
mupunao[3,2-b][1,4]okcasuH-3-0H.

3-(Metuncynbdonnn)penmioopornoByto  kuciory (0,38 1, 1,8 wmmoms), xommuekc [1,1'-Ouc-
(mudpennndochuno)pepponeH|namianuii(1l) mxmopuna ¢ XM (0,098 r, 0,12 mmons), Na,CO; (0,25 1, 2,4
MMOJIb) ¥ TPOMEXYTOUHBIH npoaykT 182 (340 mr, 1,35 mmons) cycnienupoBanmu B 1,4-quokcane (25 i) u me-
peMeIIrBaly IpH KUITIYSHUH C 00paTHBIM XOJIOUIBHUKOM B T€UeHHE HOYH. PeakIiMOHHYIO cMech MOIBeprain
pacnpenenenuto Mexny EtOAc m Bogoit. BomHyro dazy skctparupoanm ¢ momomisio EtOAc (25 mi), 3atem
o0beMHEeHHBIE opranndeckue cinou cymwtn (Na,SO,) n BeimapuBanu B BakyymMe. OCTaTOK OYHIAIA C TTOMO-
mBI0 KOJOHOYHOH xpomartorpaduu (SiO,, 1-100% Et,0:[IXM) n nomydanu uckombele coeanHeHHus (260 wmr,
54%) B Bume cmecu momepoB 7-CF; u 8-CF; coctaBa 3:1 coorBercTBenHO. M30Mep A BOXX-MC: MH+ m/z
387, BY 0,88 mun. Mzomep B BOXX-MC: MH+ m/z 387, BY 0,84 muH.

IIpoMexXyTOUHBIH  HPOAYKT 184. (2R)-8-Drop-2-meTun-6-[3-(MeTnincynbdanmn)enmn]-4H-1,4-
OeH30Kca3nH-3-0H.

K 3-(metuncynbdannn)pennnboponosoii kucnore (1,3 r, 7,7 mmons) B 1,4-nuokcane (30 mir) nobasisin
Na,CO; (0,83 1, 7,8 MMoms) B Boze (1 mur), mpomexyTounsrit mpoaykT 57 (1,0 r, 3,8 mmons) u komrmieke [1,1'-
ouc-(nnpennndochuno)depponeH nammaguii(Il)uxnopuna ¢ XM (0,14 r, 0,17 mmoins). PeaknnoHHyto cMech
JIeTa3upoBalv, MPOJIYBAIN a30TOM U KHUIISTHIIM ¢ 00paTHBIM XOJIOIWILHUKOM B Teuenue 3 4. [Tocne oxmaxxaeHus
CMecCh MmojIBepraiiu pacupenenenuto Mexay EtOAc (25 mi) u pacconom (25 mit). BoaHBIH ClToil TOMOJTHUTENEHO
akcTparupoBaiv ¢ momotibio EtOAc. O0bemnHEHHBIE OPTaHUIECKHIE CIION MTPOMBIBAIM PAcCOJIOM, 3aT€M CYIIIH-
mu (Na,SO4) ¥ KOHIEHTpHUpOBaIM B Bakyyme. OCTaTOK OUYHWIIAIN C TOMOIIBIO KOJOHOYHOW XpomaTorpaduu
(Si0,, 10-30% EtOAc:rexcan) n nmomyganu uckomoe coenuaenune (0,81 r, 69%). BOXXX-MC: MH+ m/z 304,
BY 2,16 mun.

[IpoMeXyTOUHBIH ~ TPOIYKT 185. (2R)-8-DTop-2-meTmin-6-[ 3-(meTmincynbdonwnn)pennn]-4H-1,4-
OeH30KCca3uH-3-0H.

3-(Metuncynbdonnn)penmioopornoByto  kuciory (0,60 1, 2,9 wmmoms), xkommiaekc [1,1'-Ouc-
(mudpenmndochuno)peppoueH|namianuii(1l) mxmopuna ¢ XM (0,16 r, 0,19 MMOIb) ¥ IPOMEKYTOUHBIH MPO-
oyt 57 (0,5 T, 1,92 MMoJIb) pacTBOpPSUIM B JeTa3sMpOBaHHOM 1,4-muokcane (5 mMi1) 1 00pabaThIBANIM C TIOMOIIBIO
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Na,CO; (0,41 1, 3,8 MMoIb), pacTBOpeHHOM B Boje (2 Mir). CMeCh KUMSTWIH ¢ OOpPaTHBIM XOJIOJMIBHUKOM B
TeueHne 7 4, 3aTeM IojaBepraiu pacnpeneneHnio Mexay EtOAc (25 mu) u pacconom (25 mur). OpraHudeckyro
($hazy cymmnu (YyCTpOHCTBO AJIs pasnieneHus ¢a3) U BRIApUBAIN B BAKyyMe, 3aT€M OYHINAIHN C TOMOIIHIO KOJIO-
HOuHO# xpoMaTorpadun (SiO,, 10-100% EtOAc:IXM) u momyqyanu uckomoe coeauaerne (375 mr, 58%) B Bu-
Iie skenToro TBepaoro Bemectsa. BOXX-MC: MH+ m/z 336, BY 1,50 mus.

[IpoMeXyTOUHBIH ~ TPOAYKT 186. (2R)-8-Drop-2-MeTnin-6-[ 3-(MeTuncynbunawmn)penwn|-4H-1,4-
OeH30Kca3nH-3-0H.

K mpomexyrounomy npoxaykry 184 (0,49 r, 1,60 mmonp) B JIXM (15 mi) nmpu 0°C mobaBmsmm 3-
xnoprepokcuben3oiny kucioty (0,24 r, 1,42 MmMons). CMech mepeMelmBaiy B aTMocdepe a30Ta B TCUCHUEC
HOYH, 3aTeM pa30aBisuIi ¢ momoinsio JIXM (25 mur) i ABaKIBI IPOMBIBAIIA BOTHBIM pacTBOpoM Na,COj (2x25
wut). OcTatok cynruiu (yCTpoWCTBO At pasaeneHus ¢as), 3aTeM KOHICHTPUPOBAJIH B BaKyyMe H ITOJyJaIH HC-
komoe coeaunenue (0,43 r, 76%). BOXXX-MC: MH+ m/z 320, BY 1,41 mun.

ITpomexxyTOuHBIH OPOAYKT 187. 2,2,2-Tpudrop-N-[ {3-[(2R)-8-prop-2-meTmn-3-okco-4H-1,4-
GensokcasnH-6-m]dern } (MeTHn)(0kco)-A -cynbhaHnTHIcH]ae TAMII.

IMpomexyrounstit npoaykr 186 (0,43 1, 1,22 mMmons) pactBopsuin B JIXM (20 mi) u nobasmsum 2,2,2-
tpudtopaneramun (0,28 T, 2,49 mmons), okena maraug (0,21 , 5,1 mmons), numep anerara poaus(1l) (0,028 r,
0,064 mmouts) n Hondenzon-1,1-quanerar (0,53 r, 1,65 mmons). Uepes 18 1 npu KT po3oBerii pactBop ¢pribTpo-
BaJIM Yepe3 CIIOH IesnTa U KOHIICHTPUPOBAIH B BakyyMe. OCTaTOK OYHIAIN C TIOMOIIBI0 KOJOHOYHOH Xpoma-
torpaduu (SiO,, 20-60% EtOAc:IXM) u momyyanu uckomoe coemauuaerue (0,39 r, 90%). BOXXX-MC: MH+
m/z 431, BY 2,00 muH.

ITpomexyrounsrit mpoaykt 188. MeTni-2-[(6-0pomM-4-MeTHII-2-HATPOTTUPHINH-3 -HIT)OKCH |arieTar.

[Momyyanu U3 MPOMEKYTOYHOTO MPOAYKTa 64 W METHIATIUKOIATA TI0 METOIUKE, aHAJIOTHIHOW OITMCAHHOM
JUTSL TIONTyYCHHS POMEKYTOYHOTO TpoaykTa 45. &y (500 MI'u, CDCl;) 7,60 (d, J 0,7 ', 1H), 4,62 (s, 2H), 3,81
(s, 3H), 2,47 (d, J 0,6 ', 3H). Metoanka B, BOXXX-MC: MH+ m/z 306,8, BY 1,80 mun (96%).

[Mpomexyrounstit npoaykr 189. 6-bpom-8-merun-2H,3H,4H-mupuno[3,2-b][1,4]oxcaznn-3-0H.

[Tony4anu U3 NMPOMEKYTOUHOTO MpoAyKTa 188 mo MeToauKe, aHAJIOTUYHON OMUCAHHOW AJISi TOTYYEHUS
MIPOMEXYTOUIHOTO TIPOoayKTa 46. Oy (500 MI', IMCO-ds) 11,38 (s, 1H), 7,12 (s, 1H), 4,66 (s, 2H), 2,16 (s, 3H).
Meronuka B, BOXX-MC: MH+ m/z 243, BY 1,63 musn (99%).

IIpomesxxyrounslit mpoaykT 190. 6-Xnop-4-mMeTUANUPUINH-3-01.

Bonnsrit pactBop Hutputa Hatpus (0,5 M, 50,5 mi) B reuenue 1 u nobasnsu k xonoxHomy (0-5°C) pac-
TBOPY 6-xJlop-4-MeTmimupuaus-3-amuHa (3 r, 21,04 mmons) B 50%-nHoM BomHOM pactBope H,SO4 (75 mi),
noepkuBas TeMrepatypy paBaoit 0-5°C. PeaknimoHHYI0 CMeCh TiepeMemuBaiy B TedeHune 20 MUH, 3aTeM Tpu
100°C B Teuenue 30 MUH T00aBISLTN K YKCycHOH kucimoTe (60 Mi). [lepeMerniBanye poaobKail B TeUeHUE 2
Y, 3aT€M PEAKIHOHHYIO CMECh OXJIaXJalIH W HEHTPaTN30BBIBATH HACHIIICHHBIM BOIHBIM pacTBopoM NaHCO;,
3arem TBepabiM NaHCO; no obecnedenust pH 7. OcraTok skcrparupoBaiu ¢ nomomsio EtOAc (4x200 mi) u
cymn (Na,SQO,), 3aTeM GUIbTpoBaIu U KOHIEHTpupoBamu. OYUCTKa ¢ UCTob30BaHneM Biotage (amoeHT 0-
100% EtOAc:rentansr; Ry (koaddrmment ynepxkusanusi) 0,33 B cmecn EtOAc:rentan cocraBa 1:1) maBana mc-
komoe coemunenue (1,47 r, 48,8%). &y (500 MI', IMCO-d¢) 10,05 (s, 1H), 7,83 (s, 1H), 7,23 (s, 1H), 2,14 (s,
3H). Metoauka B, BOXKX-MC: MH+ m/z 143,9/145,9, BY 1,48 mun (100%).

[Ipomexyrounbrit mpoaykt 191. 6-Xmop-4-MeTHII-2-HUTPOTTUPUIUH-3-O0JI.

[Moxyuanu u3 npoMexyToyHOTO MpoaykTa 190 1o MeToAnKe, ONMCAaHHOW ISl OTYyYSHUST IPOMEXKYTOYHO-
ro mpoxykra 48; nomyyanu uckomoe coenunenue (73%). Meroauka B, BOXX-MC: MH+ m/z 189/191, BY
1,59 muH (97%).

ITpomexxyrounslit mpoaykT 192. MeTtun-2-[(6-xn0p-4-MeTUA-2-HUTPONUPHUIUH-3-1T)OKCH |alleTaT.

[ony4anu U3 NPOMEKYTOUHOTO MPOoAyKTa 191 ¥ METUITINKOIIATA [0 METOJUKE, aHAIOTUYHONW OMTUCAHHON
JUTSI TIOJTY9IEHHUS TIPOMEXKYTOUHOTO TpoaykTa 45. oy (500 MI', CDCls) 7,45 (s, 1H), 4,63 (s, 2H), 3,81 (s, 3H),
2,48 (s, 3H). Meromuka B, BOXKX-MC: MH+ m/z 261, BY 1,80 mun (96%).

[Ipomexyrounsrit mpoaykt 193. 6-Xmop-8-metmin-2H,3H,4H-mupuno[3,2-b][ 1,4 ]okcazuH-3-0H.

[Momyyanu U3 IPOMEXYTOYHOTO TpoAykTa 192 mo mMeronwke, aHAIOTHYHOW OMMCAHHOW ISl MOJYUYCHHUS
MPOMEKYTOYHOTO mpoaykTa 46. oy (500 MI'u, AMCO-de) 11,36 (s, 1H), 6,99 (s, 1H), 4,66 (s, 2H), 2,17 (s, 3H).
Meronuka B, BOXX-MC: MH+ m/z 199, BY 1,52 mun (97%).

[Ipomexyrounbrit mpoaykt 194. 7-Orop-2-MetnmmmMuasol 1,2-a|JnupuauH-6-kapOoHUTPHII.

IIpomexyrounsrii mpoaykt 33 (0,6 r, 2,6 mmoins) ¢ nuanuaoM meau(l) (0,19 r, 2,2 mmons) B 1-meTmin-2-
MUPPOJIMANHOHE (2 MJT) HarpeBaJId MUKPOBOJTHOBBIM M3iydeHueM nipu 150°C B Tedenue 1 4, 3atem nipu 175°C B
TedyeHue eme 2 4. PeakimonHyio cMech o0padaTsiBanu ¢ momoibio EtOAc (20 M), 3aTeM mpoMbIBaH pa3baB-
JICHHBIM BOJHBIM pacTBOpoM amMuaka (2x20 mur) u paccosioM (20 mur). OcTaTok OYHUIIAIK C TIOMOIIBIO TIpernapa-
tuBHOM BOXX n momyuanu uckomoe coemguuenue (150 mr, 33%) B Buge Oenoro tBepaoro BemecTBa. BOXKX-
MC: MH m/z 176, BY 1,0 Mun.

IIpomexxyrounslit  mpogykr  195. 7-®top-3-(ruapokcuMeTwin)-2-MeTunuMuaas3ol 1,2-ajnupuaus-6-
KapOOHHUTPHIL

[Mpomexyrounstit npoaykr 194 (0,15 r, 0,86 MMoib) cycnenaupoBaiy B Boze (5,0 Mi1) n HarpeBanu mpu
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40°C, 3arem nobasisin pactBop (opmanbaeruaa B Boae (37 mac.%, 0,7 miu, 9 mmoins). [lonydennyro cycnen-
3uto HarpeBasi ipu 80°C B Teuenue 12 4, 3aTeM oxnaxkaanu. [lomydeHHbIH Genblii ocanok BBLIEISIN GUIBTPO-
BaHHEM, TIPOMBIBAJIM BOJOW M CYIIMIM B BaKyyMe W Iosrydanu uckomoe coenunenue (110 mr, 63%) B Buge Oe-
JI0ro mopomkooopazHoro Beniectsa. BOXX-MC: MH m/z 206, BY 0,6 Mums.

IIpomexyrounsrit mpoaykt 196. 6-bpomcrmpo[4H-1,4-6eH30kca3un-2, 1'-IUKI0NpOIaH |-3-0H.

[Monydanu u3 2-amuHO-4-0poMpeHona u 1-6poMIMKIONPONaHKapOOHWIXIIOPHIA TT0 METOIUKE, aHATIOTHY-
HOW ONMCAHHOW IS TIOYYEHHUS MIPOMEXYTOTHOTO MpoaykTa 139; mosrygann mcKoMoe coequHeHne. Meronnka
B, BOXX-MC: MH+ m/z 254/256; BY 1,35 mum.

[Mpomexyrounstit mpoaykr 197. (2R)-6-(1-Auerun-1,4,5,6-rerparuaponupuant-3-mn)-2-metmin-4-[(1,3,5-
tpumeTii- 1 H-upazon-4-wi)metmn]-2H,3H,4H-mupuno[3,2-b][ 1,4]okcazun-3-0H.

[Moxyuamu 3 npomexyrouHoro npoaykra 151 u 1-(5-6pom-1,2,3,4-terparuaponupuans-1-mi)3tas-1-oHa
M0 METOJAMKE, ONMCAHHOM ISl OyYeHUs1 COeMHEeHNs TpuMepa 154; nckoMoe coeMHeHne MOoIydalli ¢ BBIXO-
oM 51%. Metoauka B, BOXKX-MC: MH+ m/z 410, BY 1,77 mus (96%).

IMpomexyrounstit  mpomykr  198.  Otmn-3-[(Merokcumerokcn)meTnin|-1,5-qumernn- 1 H-nupazon-4-
KapOOKCHIIaT.

K pactBopy atun-3-(ruapokcumetiin)-1,5-mumeTwin- 1 H-mupaszon-4-kapookcunara (J. Heterocycl. Chem.,
1979, 16, 1117) (91%, 0,58 T, 2,67 mmonb) u JJUTIDA (0,93 mi, 5,33 mMoinb) B 6e3BogroM JIXM (13 M) npu
0°C B TedeHHe MPUMEPHO 2 MHH T10 KaIIsM J00aBIISUTH XJIOPMETHIMETHIIOBRIH 3dup (0,3 mut, 4 mmoins). Cmecu
B TEUEHNE HOYM JIaBaJM HATPEThCS 0 KOMHATHON TEMIIEPaTypHhl, 3aTeM T00aBISIIN TOTIOIHUTEIHHBIE KOJTHMYECT-
Ba JIUIIDA (0,93 mi, 5,33 mMonb) u xsnopMmetunmetmiioBoro 3¢upa (0,3 v, 4 MMons). PeakImoHHy0 cMeCh
nepemernBany npu KT B TeueHne HOUM, 3aTeM peakUWIO OCTaHABIMBAIM IIyTeM N00aBIeHUs BOABI (25 mi).
CMech 3kcTparupoBanu ¢ momomipio XM (25 min), u opranmyeckyro a3y npomsiBain Boxoi (25 mi). O0be-
JMHEHHBIE BOJHBIE IPOMBIBOYHBIE PACTBOPHI JOMOJIHUTEIBHO SKCTparupoBaiu ¢ nomouipio JAXM (10 mir). O6s-
€/IMHEHHBIE OPraHWYeCKUE SKCTPaKThl cymmian Hag MgSO,, 3aTeM (QHIBTPOBAIN W KOHIEHTPUPOBAIN B BaKyy-
Mme. [ToyueHHOE HEOUHNIIIEHHOE BEIIECTBO - skenToe Macio (0,736 1) ounIany ¢ MoMOIIbI0 KOJIOHOYHOM XpoMa-
torpaduu (SiO,, ¢ ucnonp3oBaHueM rpagueHTHoro pexknma 15-100% EtOAc/rentan) 1 mOITy9aid HCKOMOE CO-
enunenue (0,55 r, 84,6%) B Buae npo3paunoro macna. oy (500 MI'u, CDCl;) 4,80 (s, 2H), 4,77 (s, 2H), 4,30 (q,
J 7,1 T'n, 2H), 3,79 (s, 3H), 3,43 (s, 3H), 2,51 (s, 3H), 1,35 (t, J 7,1 T'n, 3H). Meroauka B, BOXX-MC: MH+
m/z 243, BY 1,69 mun (100%).

[Ipomexyrounsrit mpoaykt 199. {3-[(MerokcumeTokcn)MeTwi|-1,5-mumeT- 1 H-nmupa3on-4-wm } MeTaHo.

K pactBopy npomexxyrounoro npoaykra 198 (0,54 1, 2,22 mMoinb) B 6e3BogHOM TT'D (46 Mut) ipu 0°C mo-
GaBisu muu3o0yTrinamoMuandruapua (1,0 M pactBop B renrane, 6,67 mir). PeakiimoHHYIO CMECh TepeMeIIn-
Baym ipu 0°C B TedeHne 7 4, 3aT€M PEaKIMI0 OCTaHABIMBAIN HACBHIIICHHBIM BOJHBIM PacTBOPOM TapTpara Ka-
mus (50 mur). CMecH B TeUEHHE HOYM JIaBalld HarpeThCsl 10 KOMHATHOW TemriepaTypsl. Dasbl pa3iessiii, U BOJI-
HyI0 (ha3y sKcTparupoBaiu ¢ nmomoupio AXM (50 mi), 3atem cmeckio EtOH/CHCI; cocrasa 1:2 (50 mir). O6be-
JMHEHHBIE OPraHWYeCKUE IKCTPAKTHI Cymmin Hajgy MgSO,, 3aTeM GUIbTPOBAIN M KOHLIEHTPUPOBAJIM B BAaKyyMe.
[omyyeHHYI0 HEOUHIIICHHYIO CBETIIO-KENTYIO KUAKOCTH (0,727 T) OUYHIIAIHN ¢ MOMOIIBI0 KOJOHOYHOH XpOMaTo-
rpaduu ¢ MCHOJIB30BaHUEM CHUCTEMBI [UIst OBbICTpOil ouncTky Biotage Isolera 4 (SiO, ¢ ucnonb3oBaHuEeM Tpaau-
entHoro pexnma MeOH/IXM) u nomxyuanu uckomoe coenunenue (0,46 , 103%) B BuIe CBETIIO-KEIATOTO Mac-
na. 8y (500 MI'u, CDCl;) 4,71 (s, 2H), 4,62 (s, 2H), 4,48 (s, 2H), 3,75 (s, 3H), 3,41 (s, 3H), 2,26 (s, 3H). Mero-
muka B, BOXXX-MC: MH+m/z 201, BY 1,15 mun (97%).

IIpomexyrounsrii mpoaykt 200. 1-Xiop-3-drop-5-(MeTmincynbdanmn)oeH30.

3-Xnop-5-droptrodenon (1,0 r, 6,1 Mmmonb) pacTBopsumn B arieToHe (20 mMi1) 1 100aBJISITH KapOOHAT KaJHst
(0,93 1, 6,76 MMonB). CMech OXJTaXKaaau B OaHe cO JIbJIOM, IO KarumsiM 100aBisuIu 3aTeM Hommetad (0,96 T, 6,76
MMOJIb). PeakmoHHyI0 CMeCh MMOABEPTaNId PACTIPEACICHUI0 MEXIY STHIIANETaTOM U pacconoM. Opranndeckuit
CJIOW TIPOMBIBAJIM BOJIOW M ITPOITYCKAJIM Yepe3 yCTPOWUCTBO JUIsl pa3aeieHus (a3, 3aTeM BhIITApUBAIHM B BAaKyyMe H
nosrydaiu uckomoe coenuaerue (0,90 r, 82%) B Buae xentoro macna. oy (400 MI'n, IMCO-d¢) 7,16 (m, 3H),
2,53 (s, 3H).

IMpomexyrounstit npoxykr 201. 1-Xnop-3-¢prop-5-(MeTricyabhuHum)oeH3011.

IMpomexyrounstit mpoxykt 200 (0,51 1, 2,83 MMoub) pacTBOpsiii B AuxiopMeTane (50 MiT) 1 0XJTaX1alli B
6ane co ypaoM. Jlobamsim 3-xsoprnepokcuben3oitnyto kucioty (0,51 r, 2,83 MMOIb) M cMeCh IepeMEIINBaIH
IpY KOMHATHOH Temneparype. Uepes 90 MUH peakIMOHHYIO cMech pa30aBIsuIi AUXJIOpPMETaHoOM (25 M), 3aTeM
TIPOMBIBAJIA BOJHBIM pacTBOPOM KapOonarta Hatpus (2x50 mur) u Bogoit (50 mi). OpraHudeckuid cioi mporyc-
KaJIl 4epe3 YCTPOHCTBO Ui paszesieHus (a3, 3aTeM BEINApUBall B BAaKyyMe M MOJTYyYald UCKOMOE COSNHEHHUE
(550 mr, 93%). BOXXX-MC: MH+m/z 193, BY 1,65 mus.

IIpomexyrounbiii  mpoaykT 202. 3-({(2R)-8-Dtop-6-[3-dTop-5-(MeTrncynbhunamn)PeHn|-2-MeTui-3-
0Kco-1,4-0eH30KCa3uH-4-1IT} METHI )-2-MEeTHITUMHU1a30][ 1,2-a|mupuanH-6-KapOOHUTPHIT.

K pactBopy mpomexytounoro mpoaykra 201 (0,25 r, 1,30 mmous) B 1,4-nuokcane (2 M) mo6aBmsin Ouc-
(muHakossTo)auoop (0,98 1, 3,76 MMoIIb), 3aTeM Tuapart anerata kaiaws (386 mr, 3,94 MMomb), TMOeH3MIAEeTaT
nautagust (12 mr, 0,013 mmons) u X-Phos (25 mr, 0,05 mmons) CMech HarpeBaJii MUKPOBOJIHOBBIM U3ITydeHUEM
B TeyeHue | 4, 3aTeM JOOaBISLIM MPOMEXYTOUYHbIH rmpoxykt 125 (200 mr, 0,47 MMoI1b), 3aTeM KapOOHAT HATPHA
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(89 wmr, 0,84 mmonb), pacTBopeHHBIH B Bozie (1 mMir). CMech HarpeBainu MUKPOBOJHOBBIM H3y4eHueM mpu 100°C
B Teuenue 3 4. [Tocne oxyaxIeHus] peakIMOHHYIO CMeCh TIOABEPTrallil paclpeiesIeHHIO Mex 1y TunaneraTom (20
M) ¥ Bojon (20 mi). BomHBIH ciI0W 3KCTparupoBad JOMOJHUTEIBHBIM KOJUYECTBOM JdTHiamerarta (25 m).
OObeMHEHHBIE OPraHUYECKHE CJIOW TPOMBIBAIM BOAOW (2x25 Mur) M cymwau (YCTpOWCTBO Uil pa3jieiieHHs
(a3z), 3areM BhITIapuBaIK B BakyyMe. OCTaTOK OUMINAIH C IIOMOIIBIO TpenapatnBHoit BOYKX u momyyanmm ucko-
Moe coexnHerue (148 mr, 69%) B Buzae Oexoro mopomrkoobpasHoro Bemectsa. BOXXX-MC: MH+m/z 507, BY
2,22 MUH.

[Ipomexyrounsrit mpoaykt 203. [4-bpom-2-(MeTuncyabhaHm)heHnI | METaHOIT.

4-bpom-2-(metuncynshannn)oensanpaerua (0,5 r, 2,16 MMoIb) pacTBOpsIH B TeTparuapodypane (5 mi)
1 oxJlaxxaanu B 6ane co apaoM. Jlobasmsumu 6oporunpun smtus (0,071 r, 3,25 MMonb) U cMecH B TedeHue 1 4
JTABaJId HATPETHCS IO KOMHATHOW TeMmepaTypbl. Uepes 2 9 cMech OXJTaXKaanu B O0aHE CO JIBIAOM U T00aBISIH 2
M pacTBOp XJIOPHCTOBOIOPOAHON KUCHOTHI (3 M), 3aTeM Boay (5 mur). IlomydeHHbIH Oenblit OcagoK yaausiu
¢unpTpoBaHMEM U TONTy4aIH uckomoe coeannerue (440 mr, 88%). oy (300 MI', IMCO-dy) 7,34 (m, 3H), 5,33
(t, 1H,J5,5T), 4,42 (d, 2H, J 5,5 T'm), 2,50 (s, 3H).

ITpomexyrounstit npoxykt 204. [4-bpom-2-(MeTricynbhuHIT)HEHMIT |METAHOIT.

IMpomexyrounstit mpoxykt 203 (0,24 1, 1,03 MMoub) pacTBOpsiti B AuxiopMeTane (20 MIT) 1 OXJTaX1alli B
6ane co sbpaoM. Jlobamsim 3-xsoprnepokcuden3oitnyto kucioty (0,19 r, 1,03 MMomnb) 1 cMech IepeMeIBaIn
MIpu KOMHATHO# TemrepaType. Uepe3 1 4 m00aBiIsId AOMOJHUTENBHOE KOJMIECTBO 3-XJIOPIEPOKCUOCH3OMHON
kucnoThl (100 mr). Eme wepes 30 MuH peakimOHHYIO cMech paz0aBisum ¢ nmomoisio JIXM (50 M), 3ateM mpo-
MBIBaJIM pacTBOpoM KapOoHnata Hatpus (2x50 mur) u Bomoit (50 mur). OpraHn4eckuil cjoi HpoITyCKanu 4epes
YCTPOHMCTBO I pa3aenieHus (a3, 3aTeM BHINIAPUBAIN B BaKyyMe W IMOIy4ann Mckomoe coemuHenwe (0,25 T,
97%) B BHAE Oemoro TBepaoro BemecTBa. Oy (300 MI'u, AMCO-dy) 7,95 (d, 1H, J 2,1 T'm), 7,71 (dd, 1H, J 8,1,
2,1 Tm), 7,43 (d, 1H, J 8,1 T'm), 5,56 (t, 1H, J 5,4 I'm), 4,54 (d, 2H, J 5,3 T'm), 2,76 (s, 3H). BOXX-MC: MH m/z
247 249, BY 1,70 muH.

IIpomexyrounbiii mpoaykt 205. [2-(Mertwncynbdunmn)-4-(4,4,5,5-terpamerui-1,3,2-nrokcabopoan-2-
11)(DeHUIT |METaHOJI.

IMpomexyrounstit nponykr 204 (0,2 r, 0,80 mmoms) B 1,4-muokcane (25 mur) oOpabartbiBayiu Owuc-
(rmHakonsaTo)aubopom (0,31 1, 1,20 Mmois), anieratoMm kamus (0,096 r, 0,96 mmoinb) u komiiekcom [1,1'-6uc-
(mudpenmndochuno)peppoueH|muxnopnamnanusi(Il) ¢ guxmopmeranom (0,066 r, 0,080 Mmoins). CMech nerasu-
POBAITK U TPOAYBAIIN a30TOM, 3aTEM KHUILITHIN C OOpaTHBIM XOJIOAWIBHUKOM B TeueHue 2,5 4. [lonyueHHOE Be-
IIECTBO UCIOJL30BAIM 03 JOMONHUTENbHON ouncTki. BOXKX-MC: MH+m/z 297, BY 1,10 muH.

IIpomexyrounbrii poaykT 206. 3-({(2R)-8-DTop-6-[4-(TuapokcumeTin)-3-(MeTHICYIbQUHIN ) PeHIIT]-2-
METHI-3-0KCO- 1 ,4-0eH30KCa3UH-4-1IT} METHI)-2-MeTHIIMMUAa30| 1,2-a |nupuanH-6-KapOOHUTPHIL.

[Toy4anu w3 MPOMEXKYTOIHBIX MPOIYKTOB 125 u 205 mo MeToauKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
YeHHs MPOMeXyTouHOoro mpoxaykra 202. ITomydeHHOE BEIIECTBO OYHINAIN C IIOMOIIBIO KOJIOHOYHOM Xpomaro-
rpadun (SiO,, rpaguenTHBIN pexxum: MeOH:JIXM, 1-10%) 1 nonyyanu nckomoe coenunenue (0,28 r, 83%). oy
(400 MI'y, AMCO-dg) 9,20 (m, 1H), 8,07 (dd, 1H, J 6,3, 2,0 I'ry), 7,54 (m, 6H), 5,73 (m, 2H), 5,51 (m, 1H), 5,03
(m, 1H), 4,63 (m, 2H), 2,80 (s, 3H), 2,33 (m, 3H), 1,56 (d, 3H, J 6,6 I'r). BOXXX-MC: MH+ m/z 519, BY 1,78
MUH.

Mpumep 1. 4-[(2,4-Aumerunnupuaus-3-wi)Metnn]-6-(1-okco-1,2,3,4-reTparu1pon30xXuHoInH-7-m1)-2H-
mupuno[3,2-b][1,4]okcazun-3(4H)-oH.

[Tpn nepeMermmBanuy K pacTBOpy MpomeskyTouHoro npoxaykra 102 (180 mr, 0,52 MMoIIb) M IPOMEXYTOY-
Horo mpoaykra 160 (155 mr, 0,57 mMoins) B Oe3BomHOM 1,4-nuokcane (4 mur) nobaensuiu 2 M BOIHEIH pacTBOp
Na,CO; (0,80 mu, 1,60 MMOITB) U pPEaKIIMOHHYIO CMECh JIeTa3upoBad ¢ moMomibio N, B TedeHue 10 mun. [lo-
OaBisin  KoMmruieke  Owc-[3-(mudenmndochanmn)ukionenra-2,4-queH- 1 -mikene3o-JI X M-auxopnamia i
(21 wmr, 0,030 MMOJIB) B PEAKIIMOHHYIO CMECh JIETa3UPOBAIIN ¢ TTOMOIIBI0 N, B TeueHHe elle 5 MUH. PeakimoH-
HYIO CMECh HarpeBajy B MpoOHpKe BeICOKOTO AaBieHus npu 100°C B TeueHue 2 4, 3aTeM OXJIKIAIN IO TeMIIe-
paTypsl okpyxkatomieit cpensl. JJobapmsmm EtOAc (20 mur) u Boay (20 mi). Bomayro ¢asy skcTparupoBaiu ¢ 1mo-
mompio EtOAc (20 mur) 1 oObeHEHHBIE OpraHndecKue (a3bl MPOMBIBATN paccoyioM (15 mir), 3aTeM cymmu
(Na,SO,). PactBoputens ynmansim B BakyyMe. OCTaTOK OYMINAIHM C MTOMOIILI0 KOJOHOYHON Xpomarorpaduu
(Si0,: IXM/MeOH) u nonydanu uckomoe coeaunerue (135 mr, 63%) B Buie KpeMOBOTO TBEPJOTO BEIICCTBA.
Oy (500 MI'y, AMCO-dg) 8,32 (d, J 1,9 ', 1H), 8,14 (d, J 4,9 I'y, 1H), 8,03 (s, 1H), 7,87 (dd, J 7,9, 2,0 I'r, 1H),
7,58 (d, J 8,3 I'y, 1H), 7,51 (d, J 8,2 T'y, 1H), 7,38 (d, J 8,0 'y, 1H), 7,04 (d, J 5,0 ', 1H), 5,38 (s, 2H), 4,82 (s,
2H), 3,43-3,37 (m, 2H), 2,94 (t, J 6,8 I'u, 2H), 2,46 (s, 3H), 2,33 (s, 3H). Meroauka A, BOXX-MC: MH+ m/z
415, BY 2,71 mus (100%).

[Ipumep 2. 7-{4-[(2-MeTtumumuna3zo[ 1,2-a|nupuans-3-mn)metun|-3-okco-2H,3H,4H-mupuno[ 3,2-
b][1,4]okca3un-6-nmn}-1,2,3,4-TeTparuIpon30XUHOIHH- 1 -OH.

PactBop mpomexyrounoro npoaykra 148 (120 mr, 0,32 mmons) B 6e3BoaHOM 1,4-11okcane (3 mur) obpa-
OarpBamy 7-0pom-3,4-nuruapousoxunosivi-1(2H)-onom (99,78 mr, 0,44 MMonb) U 2 H. BOAHBIM PacTBOPOM
Na,COs (0,77 mi). PeaknimoHHYIO CMeCh JEeTa3upoBalid ¢ TOMOIIbI0 N, B TeUeHHE 5 MHH, 3aTeM T00aBIISIN
KOMIUTeKC Owuc-[3-(mudennndocdanwn)mukionenTa-2,4-quen- 1 -mi pkene3o-IXM-nmuxnopnamraguit (18 wr,
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0,016 mmoip). CMech erasupoBanu ¢ moMomsio N, B TeueHne 10 MHH U NPH MEPEMEIIMBAHUU MUAKPOBOJIHO-
BbIM m3nydyeHueM 1pu 130°C B Teuenme 2,5 4. Jlo0GaBmsuin JOMOJHHUTENBHBIE TMOpPHMH 7-OpoM-3,4-
nmuruaponsoxuHoanH-1(2H)-ona (50 mr, 0,22 mmons), 1,4-auokcana (3 min), 2 H. BogHOTO pactBopa Na,CO; (0,5
MJI) B KoMmIutekca omc-[3-(nudennndocdanmn)ukinonenTta-2,4-auen- 1 -ui pkene3o-IXM-nuxmopmamranuii (18
Mr, 0,016 MMob). CMech JIera3supoBaik U MPHU MIEPEMEIINBAHNN HATPEBAIM MUKPOBOJHOBEIM H3ITy4CHHUEM MPH
130°C B teuyenne 1 4. Cmech oxmaxnanu, 3atem aobasmsuin EtOAc (10 mur) u Boxy (10 mur). Oprannyeckuit
cioit mpombiBani Bogo# (10 mum) m paccomom (10 mur), 3atem cymmm (Na,SO,4). PactBopurens ynamsum B Ba-
kyyme. OCTaTOK OYMINAIM C ITOMOIIKI0 MpemapaTuBHO BOXXX (MeToanka A) W ToTydand HCKOMOE COEIMHE-
aue (10 mr, 5%) B Buge Oenoro TBepaoro Bemectsa. Oy (500 MI', IMCO-dy) 8,62 (d, J 6,9 T't, 1H), 8,48 (d, J
1,8 T'm, 1H), 8,09 (dd, J 7,9, 1,9 I'y, 1H), 8,05 (s, 1H), 7,65 (d, J 8,2 'y, 1H), 7,51 (d, J 8,2 T'w, 1H), 7,41 (t,J 7,9
I'u, 2H), 7,18-7,12 (m, 1H), 6,74 (t, J 6,5 'u, 1H), 5,73 (s, 2H), 4,86 (s, 2H), 3,42 (td, J 6,6, 2,6 I'n, 2H), 2,98 (t,
J 6,5 I'm, 2H), 2,31 (s, 3H). Meromuka D (COXKX (cBepxaddexTuBHas xunkoctHas xpomarorpadus)): MH+
m/z 440,1, BY 1,68 mus (100%).

Mpumep 3. 7-{2-Metmn-4-[(2-meTrnnupunu-3-uwn)metun|-3-okco-2H,3H,4H-mupuno[3,2-b][1,4]okca-
3uH-6-u1}-1,2,3,4-TeTparuIpon30XHHOINH- 1 -0H.

[Toydanu w3 MPOMEXYTOIHBIX MPOayKTOoB 106 1 160 Mo MeToAMKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
yeHus coenuHenus mpumepa 1. 8y (500 MI'u, AMCO-dg) 8,17 (d, J 1,9 I'u, 1H), 8,08 (d, J 3,5 I'u, 1H), 7,76 (s,
1H), 7,70 (dd, J 7,9, 2,0 Tw, 1H), 7,44 (d, J 8,3 I'y, 1H), 7,35 (d, J 8,2 I', 1H), 7,16 (dd, J 13,9, 7,6 ', 2H),
6,92 (dd, J 7,7, 4,8 I'u, 1H), 5,16 (d, J 15 I'n, 1H), 5,11 (d, J 15 'y, 1H), 4,88 (q,J 6,7 ', 1H), 2,72 (t,J 6,5 'y,
2H), 2,44 (s, 3H), 1,38 (d, J 6,8 T', 3H), 2H 3amackupoBan nukamu JIMCO. Metonuka A, BOXXX-MC: MH+
m/z 415, BY 3,10 mun (100%).

Ipumep 4. 7-{2-Metun-3-okco-4-[(1,3,5-tpumeri-1H-nupazon-4-un)mernn]-2H,3H,4H-mupuno[3,2-
b][1,4]okcazun-6-un}-1,2,3,4-TeTparuipoON30XHHOIHMH- | -0H.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 107 u 160 mo MeToarkKe, aHATOTMYHON ONMMCAHHOM Ui MOTY-
qeHus coeauHenus npumepa 1. oy (500 MI'n, IMCO-d¢) 8,37 (d, J 1,9 T'u, 1H), 8,01 (dd, J 7,9, 2,0 T'n, 1H),
7,91 (s, 1H), 7,53 (d, J 8,2 T', 1H), 7,41 (d, J 8,2 'y, 1H), 7,33 (d, J 8,0 'y, 1H), 5,07 (d, J 15 'y, 1H), 5,04 (d, J
15 I'u, 1H), 4,79 (q, J 6,7 T'u, 1H), 3,44 (s, 3H), 3,30 (2H, 3amackupoBan koM JIMCO), 2,87 (t, J 6,5 'y, 2H),
2,06 (s, 3H), 1,87 (s, 3H), 1,40 (d, J 6,8 T'i, 3H). Meromuka A, BOXXX-MC: MH+ m/z 432, BY 3,94 mun
(100%).

[Mpumep 5. 6-(2-Metun-1-okco-1,2,3,4-TeTparnapon3oxnHoInH-7-mn)-4-[(1,3,5-rpumernn-1 H-nupazon-4-
nn)Mmetwn|-2H-upuno[3,2-b][ 1,4]okcasun-3(4H)-oH.

[Mony4anu u3 7-6poM-2-MeTni-3,4-TUruAPON30XUHOJIMH- | -0Ha ¥ TIPOMEXKYTOUHOTO MPOoayKTa 147 1Mo me-
TOJIUKE, aHAJIOTHYHOW OTMCAHHOM I MONydeHus coeauHeHus npumepa 2. oy (500 MI'u, IMCO-dg) 8,48 (d, J
1,8 I'u, 1H), 8,37 (s, |H, popmmuar), 8,08 (dd, J 1,9, 8,2 I', 1H), 7,60 (d, J 8,2 I'y, 1H), 7,48 (d, J 8,2 I'm, 1H),
7,40 (d,J 7,9 T'm, 1H), 5,15 (s, 2H), 4,79 (s, 2H), 3,58 (t, J 6,7 'y, 2H), 3,53 (s, 3H), 3,05 (s, 3H), 3,03 (t, J 6,6
I'm, 2H), 2,15 (s, 3H), 1,97 (s, 3H). Meroauka A, BOXXX-MC: MH+ m/z 432,10, BY 3,67 mun (100%).

IIpumep 6.  (2R)-8-Drop-2-MeTnin-4-[(2-meTunmupuanH-3-un)metnn |-6-(1-okco-1,2,3,4-TeTparumpo-
W30XMHOJHUH-7-11)-3,4-murunpo-2H-1,4-6eH30kca3uH-3-0H.

IMomyyanu U3 mpomexyTouHbIX MpoaykToB 103 u 160 mo MeToarke, aHATOTMYHON ONMMCAHHOMN Ui MOMY-
qeHus coenuHeHus mpumepa 1. dy (500 MI', IMCO-dy) 8,32 (d, J 3,8 ', 1H), 7,97 (s, 1H), 7,94 (d, J 1,9 I'y,
1H), 7,61 (dd, J 7.9, 2,1 I'n, 1H), 7,36-7,30 (m, 3H), 7,15 (dd, J 7,7, 4,8 I'y, 1H), 6,96 (s, 1H), 5,30 (d, J 17,2 'y,
1H), 5,23 (d, J 17,1 I'u, 1H), 5,09 (q, J 6,7 I'u, 1H), 3,40 (m, 2H), 2,90 (t,J 6,5 I'u, 2H), 2,57 (s, 3H), 1,58 (d, J
6,7 T'u, 3H). Kononka: Chiralcel OD-H, 25 cm; moxemxkHas ¢aza: 18% EtOH:82% CO,; ckopocTs moToka: 4
MJI/MUH; [UHTENBHOCTE: 20 MuH; YO mpu 215 um; BY 12,4 mun. Metoauka D, BOXX-MC: MH+ m/z 432,1,
BY 2,00 muH (97%).

[Tpumep 7. 7-{(2R)-2-Metun-4-[(2-meTramupuIuH-3 -mn)MeTun | -3-oxkco-2H,3H,4H-upumno[ 3,2-
b][1,4]okcazun-6-un}-1,2,3,4-TeTparuipoON30XMHOIHMH- | -0H.

[MTonydanu w3 MpOMEeXyTOIHBIX MPOayKToB 105 m 160 Mo MeToAwKe, aHAJOTUYHON OMUCAHHOW JJIS TIOTY-
yeHus coenmuHeHus mpumepa 1. 8y (500 MI'u, AMCO-dg) 8,17 (d,J 1,9 I'u, 1H), 8,08 (d, J 3,5 I'u, 1H), 7,76 (s,
1H), 7,70 (dd, J 7,9, 2,0 Tu, 1H), 7,44 (d, J 8,3 I'y, 1H), 7,35 (d, J 8,2 I', 1H), 7,16 (dd, J 13,9, 7,6 'y, 2H),
6,92 (dd, J 7,7, 4,8 T, 1H), 5,16 (d,J 15 'y, 1H), 5,11 (d,J 1 5T, 1H), 4,88 (q, J 6,7 'y, 1H), 2,72 (£, J 6,5 I'ny,
2H), 2,44 (s, 3H), 1,38 (d, J 6,8 T', 3H), 2H 3amackuposan nukamu JIMCO. Kononka: Chiralpak OD-H; mon-
BrkHas (aza: 15% EtOH:85% renran; nnurensHocTh: 40 MuH; BY 25,0 Mun. Metoguka A, BOXX-MC: MH+
m/z 415, BY 3,10 mun (100%).

ITpumep 8. 7-{3-Okco-4-[(1,3,5-tpumerni-1 H-nupazon-4-wn)merun]-2H,3H,4H-tupunol[ 3,2-
b][1,4]okcasun-6-nmn}-1,2,3,4-TeTparuIpon30XUHOIHH- 1 -OH.

[Monygamn u3 7-0pom-3,4-IUTHAPON3OXMHOIMH-1-0Ha ¥ MPOMEXYTOYHOTO Npoxaykra 147 mo MeToamke,
AHAJIOTUYHOW OMUCAHHOW JUIs MOJMYYCHUs coenuHeHus npumepa 2. dy (500 MI'n, IMCO-dg) 8,45 (d, J 1,8 I',
1H), 8,10 (dd, J 7,9, 1,9 I'u, 1H), 8,02 (s, 1H), 7,61 (d, J 8,2 I'u, 1H), 7,48 (d, J 8,2 I'u, 1H), 7,42 (d, J 8,0 I',
1H), 5,15 (s, 2H), 4,79 (s, 2H), 3,53 (s, 3H), 3,40 (td, J 6,5, 2,5 ', 2H), 2,95 (t, J 6,5 I'y, 2H), 2,15 (s, 3H), 1,97
(s, 3H). Meroauka A, BOXXX-MC: MH+ m/z 418,15, BY 3,42 mun (100%).
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[Mpumep 9. 4-[(4,6-AumernnmupuMuaus-5S-mn)Metu)-8-¢pTop-6-(1-okco-1,2,3,4-TeTparnApon30XMHOINH-
7-un)-3,4-nurnapo-2H-1,4-6en30kca3nH-3-0H.

[MTony4anu w3 MPOMEXyTOIHBIX MPOayKTOB 113 u 160 Mo MeToAwKe, aHAJOTUYHON OMUCAHHON JJIS TIOTY-
YeHHs coequHeHus mpumepa 1. oy (500 MI'n, IMCO-d¢) 8,71 (s, 1H), 8,07 (d, J 2,1 T'u, 1H), 8,02 (s, 1H), 7,70
(dd, J 7,9, 2,1 I'm, 1H), 7,41 (d, J 8,0 I'n, 1H), 7,37 (dd, J 11,4, 1,8 I'y, 1H), 7,21 (s, 1H), 5,34 (s, 2H), 4,82 (s,
2H), 3,40 (td, J 6,6, 2,8 'y, 2H), 2,94 (t, J 6,5 T'm, 2H), 2,48 (s, 6H). Meronuka A, BOXXX-MC: MH+ m/z 433,
BY 3,50 muH (97%).

Ipumep 10. 7-{2-Metun-4-[(2-meTrnmumuaaso[ 1,2-almapuana-3-un)mernn|-3-okco-2H,3H,4H-tmpuo-
[3,2-b][1,4]okcazun-6-1mn}-1,2,3,4-TeTparuIpOU30XNHOIUH- | -OH.

[Toydanu w3 MpoMexyTOIHBIX MPoaykToB 110 u 160 Mo MeToAwKe, aHAJOTHYHON OMUCAHHON JJIS TIOTY-
qeHus coequHeHus mpumepa 1. oy (500 MI'n, JIMCO-dy) 8,62 (d, J 6,9 T'n, 1H), 8,48 (d, J 1,6 T'y, 1H), 8,07 (dd,
179, 1,8 I'u, 1H), 8,03 (s, 1H), 7,65 (d, J 8,2 T'n, 1H), 7,52 (d, J 8,2 T'u, 1H), 7,39 (t,J 7,4 'y, 2H), 7,14 (t,J 7,6
I'y, 1H), 6,74 (t,J 6,8 'y, 1H), 5,71 (s, 2H), 4,94 (q, J 6,7 I'n, 1H), 2,96 (t, J 6,5 I'n, 2H), 2,29 (s, 3H), 1,49 (d, J
6,7 I'u, 3H); 2H 3amackupoBan mukom JIMCO. Metoauka A, BOXX-MC: MH+ m/z 454,20, BY 2,95 mun
(99%).

Mpumep 11. 7-{8-Metun-3-oxco-4-[(1,3,5-tpumernin-1H-nmpazon-4-wn)merun]-2H,3H,4H-tupunol[ 3,2-
b][1,4]okca3un-6-nmn}-1,2,3,4-TeTparuIpon30XuHOIHUH- 1 -OH.

[Monydanu w3 MpOMeXyTOIHBIX MPOayKToB 131 u 160 mo MeToawKe, aHAJOTUYHON OMUCAHHOW JJIS TIOTY-
yeHHs coeauHeHus npumepa 1. dy (500 MI'n, IMCO-de) 8,47 (d, J 1,9 T'n, 1H), 8,12 (dd, J 7,9, 2,0 'u, 1H),
8,01 (s, 1H), 7,59 (s, 1H), 7,42 (d, J 8,0 I', 1H), 5,16 (s, 2H), 4,80 (s, 2H), 3,53 (s, 3H), 3,42 (td, J 6,6, 2,7 I'ny,
2H), 2,96 (t, J 6,5 T'm, 2H), 2,28 (s, 3H), 2,15 (s, 3H), 1,98 (s, 3H). Meromuka A, BOXXX-MC: MH+ m/z 432,05,
BY 3,68 muH (98%).

IIpumep 12. 7-{4-[(2-Metunmupuaua-3-wi)meTwi|-3-okco-2H,3H,4H-mupuo[3,2-b][ 1,4]okcazun-6-mm } -
1,2,3,4-TeTparuApon30XNHOINH- | -0H.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 109 u 160 mo MeToarke, aHATOTMYHON ONMMCAHHOM Ui MOTY-
qeHus coenuHeHus mpumepa 1. oy (500 MI', IMCO-dy) 8,35 (d, J 1,8 I'm, 1H), 8,28 (d, J 3,6 ', 1H), 7,95 (s,
1H), 7,87 (dd, J 7,9, 1,9 I', 1H), 7,62 (d, J 8,3 I'y, 1H), 7,51 (d, J 8,2 I',, 1H), 7,44 (d,J 7,5 ', 1H), 7,33 (d, J
8,0 I'y, 1H), 7,09 (dd, J 7,7, 4,8 T'u, 1H), 5,33 (s, 2H), 4,96 (s, 2H), 3,37 (td, J 6,6, 2,7 I'y, 2H), 2,90 (t, J 6,5 'y,
2H), 2,63 (s, 3H). Metoauka A, BDXKX-MC: MH+ m/z 401,05, BY 2,75 mus (96%).

IMpumep 13. 8-®rop-6-(1-okco-1,2,3,4-TeTparnapon3oxuHoInH-7-mn)-4-[(1,3,5-rpumerun-1 H-nupazon-4-
wn)MeTwin|-3,4-murunpo-2H-1,4-6eH30kca3nH-3-0H.

[Toydanu w3 MPOMEKXYTOIHBIX MPOIYyKTOB 137 u 160 Mo MeToAuKe, aHAJOTUYHON OMUCAHHOW JJIS TIOTY-
YyeHHs coeuHeHus npumepa 1. oy (500 MI'u, IMCO-d¢) 8,02 (s, 1H), 7,91 (d, J 1,9 ', 1H), 7,70 (dd, J 7,9, 2,1
I'm, 1H), 7,41 (d, J 7,9 'y, 1H), 7,30 (dd, J 11,5, 1,7 T'n, 1H), 7,07 (s, 1H), 5,08 (s, 2H), 4,86 (s, 2H), 3,62 (s,
3H), 3,41 (td, J 6,6, 2,6 T'm, 2H), 2,94 (t, J 6,5 'y, 2H), 2,28 (s, 3H), 1,98 (s, 3H). Meroauxa D, BOXX-MC:
MH+ m/z 435,2, BY 2,60 mun (99%).

Ipumep 14. 7-{2,2-Iudrop-3-okco-4-[(1,3,5-rpumernn- 1 H-mupazon-4-wn)metmn]-2H,3H,4H-tupumo-
[3,2-b][1,4]okcazun-6-1mn}-1,2,3,4-TeTparuIpOU30XNHOIUH- 1 -OH.

[Tonydanu w3 MPOMEXYTOIHBIX MPOIYyKTOB 133 m 160 Mo MeToAwKe, aHAJOTHYHON OMUCAHHON JJIS TIOTY-
qeHus coequHeHus npumepa 1. oy (500 MI'n, IMCO-d¢) 8,48 (d, J 1,9 T'u, 1H), 8,15 (dd, J 7,9, 2,0 T'n, 1H),
8,04 (s, 1H), 7,97-7,83 (m, 2H), 7,47 (d, J 8,0 I'u, 1H), 5,24 (s, 2H), 3,58 (s, 3H), 3,41 (td, J 6,7, 2,8 'y, 2H),
2,98 (t, J 6,6 T'u, 2H), 2,19 (s, 3H), 1,99 (s, 3H). Metoauka A, BOXX-MC: MH+ m/z 453,95, BY 3,92 mun
(99%).

Mpumep 15. 7-{(2R)-4-[(3,5-Aumernnmupunazua-4-min)MeTnin|-2-metni-3-okco-2H,3H,4H-upuno[ 3,2-
b][1,4]okca3un-6-nmn}-1,2,3,4-TeTparuIpon30XUHOIHUH- 1 -OH.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 108 u 160 mo MeToarkKe, aHATOTMYHOIN ONMMCAHHOHN Ui MOTY-
YyeHHs1 coequHeHus mpumepa 1. oy (500 MI'n, IMCO-d¢) 8,87 (s, 1H), 8,27 (d, J 1,9 T'u, 1H), 8,00 (s, 1H), 7,82
(dd,J7,9,2,0 'y, 1H), 7,61 (d, J 8,2 ', 1H), 7,55 (d, J 8,2 ', 1H), 7,37 (d, J 8,0 I'r, 1H), 5,38 (s, 2H), 4,97 (q,
J6,8T'u, 1H), 3,40 (dt, J 6,5, 2,8 I'y, 2H), 2,94 (t, J 6,5 I';, 2H), 2,59 (s, 3H), 2,30 (s, 3H), 1,50 (d, J 6,8 I'y, 3H).
Xupanpsbiid ananuz: OU 91%, (R)-uzomep npu 8,86 mun; xononka: Chiralcel OD-H, 25 cm; noasmkHas daza:
25% MeOH:75% CO;; ckopocTh MOTOKA: 4 MII/MUH; JUIHTETHHOCTE: 15 MuH; Y® mpu 215 uM. Metoguka D,
B3OXX-MC: MH+ m/z 430, BY 2,20 mun (98%).

[Tpumep 16. 8-Drop-4-[(2-meTunumuaazo[ 1,2-aJmupuana-3-mwi)metnn]-6-(1-oxco-1,2,3,4-
TETParuIpOU30XHHONINH-7-11)-3,4-nurnapo-2H-1,4-6eH30kca3nn-3-oH.

INomyyanu U3 MpoOMeEKyTOUHBIX MPoAYKTOB 123 u 160 mo MeToarKe, aHATOTMYHON ONMMCAHHOM Ui MOTY-
qeHus coenuHeHus mpumepa 1. dy (500 MI', IMCO-dy) 8,32 (d, J 6,9 ', 1H), 8,07 (d, J 1,9 ', 1H), 8,01 (s,
1H), 7,59 (dd, J 7,9, 2,1 I', 1H), 7,42 (d, J 9,0 I', 1H), 7,37 (d, J 7,9 I'n, 1H), 7,35-7,27 (m, 2H), 7,24-7,17 (m,
1H), 6,95 (t, J 6,8 I'u, 1H), 5,71 (s, 2H), 4,91 (s, 2H), 3,40 (td, J 6,5, 2,6 T'w, 2H), 2,94 (t, J 6,5 ', 2H), 2,39 (s,
3H). Metoauka A, BOXX-MC: MH+ m/z 456,95, BY 2,94 musn (98%).

ITpumep 17. (2R)-4-[(3,5-Anmernnnupuaa3un-4-mwi)merui |-8-pTop-2-metuin-6-(1-oxco-1,2,3,4-
TETParuAPONU30XUHONNH-7-11)-3,4-nuruapo-2H-1,4-6er3okca3uH-3-0H.
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IMomyyanu U3 MpoMeKyTOUHBIX MpoAyKToB 116 u 160 mo MeToarke, aHATOTMYHON ONMMCAHHOM Ui MOTY-
qeHus coenuHeHus nmpuMepa 1. oy (500 MI'n, IMCO-de) 8,88 (s, 1H), 8,02 (s, 1H), 7,96 (d, J 2,1 T'n, 1H), 7,68
(dd, J 7,9, 2,1 T'u, 1H), 7,39 (d, J 8,0 'y, 1H), 7,36 (dd, J 11,4, 1,8 T'u, 1H), 7,10 (s, 1H), 5,40 (d, J 16,1 I'u, 1H),
5,27 (d, J 16,1 T', 1H), 4,93 (q, J 6,7 T'u, 1H), 3,39 (td, J 6,6, 2,7 'y, 2H), 2,93 (t, J 6,5 T'u, 2H), 2,57 (s, 3H),
2,32 (s, 3H), 1,49 (d, J 6,7 I', 3H). Meronuka A, BOXXX-MC: MH+ m/z 447, BY 3,45 mun (99%).

IIpumep 18. (2R)-8-DTop-2-meTmn-6-(1-oxco-1,2,3,4-reTparuapon3oXxuHomH-7-mi)-4-[(1,3,5-tpumeTni-
1 H-tupazon-4-un)mernin]-3,4-nuruapo-2H-1,4-6eH30Kca3nH-3-0H.

[Toydanu w3 MPOMEKXYTOIHBIX MPOIYKTOB 135 u 160 Mo MeToAvKe, aHAJOTHYHON OMUCAHHON JJIS TIOTY-
YyeHHs coeuHeHus npumepa 1. oy (500 MI'u, IMCO-d¢) 8,02 (s, 1H), 7,90 (d, J 2,0 T', 1H), 7,70 (dd, J 7,9, 2,1
I'm, 1H), 7,40 (d,J 7,9 I'n, 1H), 7,29 (dd, J 11,4, 1,8 I'y, 1H), 7,06 (s, 1H), 5,17 (d, J 15,8 'y, 1H), 5,03-4,87 (m,
2H), 3,61 (s, 3H), 3,40 (d, J 1,9 I', 2H mox nukom Boxs), 2,94 (t, J 6,6 I'y, 2H), 2,26 (s, 3H), 1,96 (s, 3H), 1,53
(d, J 6,7 ', 3H). Meromuka A, BOXX-MC: MH+ m/z 449, BY 3,80 mus (100%).

Mpumep 19. 4-[(3,5-Aumernnnupuna3un-4-mwi)merui-8-¢prop-6-(1-okco-1,2,3,4-TeTparnApoN30XMHOIHMH-
7-un)-3,4-nurnapo-2H-1,4-6en30Kkca3nH-3-0H.

INomyyanu U3 MpoMeKyTOUHBIX MPoAYyKToB 122 u 160 mo MeToarKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHus coeauHeHus npumepa 1. oy (500 MI'm, JIMCO-d¢) 8,89 (s, 1H), 8,03 (br s, 1H), 7,97 (d, J 2,0 T'n, 1H),
7,69 (dd, J 7,9, 2,1 I'n, 1H), 7,40 (d, J 8,0 'y, 1H), 7,37 (dd, J 11,4, 1,7 T'u, 1H), 7,11 (s, 1H), 5,33 (s, 2H), 4,84
(s, 2H), 3,45-3,37 (m, 2H), 2,94 (t, J 6,5 I'y, 2H), 2,60 (s, 3H), 2,34 (s, 3H). Meroauka D, BOXXX-MC: MH+
m/z 433, BY 3,29 mun (99%).

[Tpumep 20. 7-{4-[(3,5-AumeTnnmupuaazuH-4-mwn)MeTu|-8-metmi-3-okco-2H,3H,4H-upuno[ 3,2-
b][1,4]okcazun-6-un}-1,2,3,4-TeTparuipoON30XMHOIHMH- | -0H.

[Toydanu w3 MPOMEKXYTOIHBIX MPOIYKTOB 115 u 160 mo MeToawKe, aHAJOTUYHON OMUCAHHOW JJIS TIOTY-
YyeHHs coequHeHus mpumepa 1. oy (500 MI'n, IMCO-d¢) 8,87 (s, 1H), 8,28 (d, J 1,9 T'u, 1H), 8,01 (s, 1H), 7,82
(dd,J 7,9, 2,0 I'n, 1H), 7,57 (s, 1H), 7,37 (d, J 7,9 Ty, 1H), 5,38 (s, 2H), 4,86 (s, 2H), 3,40 (dt, J 6,4, 3,2 I'r, 2H),
2,95 (t,J 6,5 'y, 2H), 2,61 (s, 3H), 2,31 (s, 3H), 2,30 (s, 3H). Meromuka A, BOXX-MC: MH+ m/z 430,05, BY
3,36 muH (96%).

IMpumep 21. 8-Drop-4-({5-[(MeTokcumeTokcH)MeTi-1,3-aumerni- 1 H-nupazon-4-un} metnin)-6-(1-okco-
1,2,3,4-TeTparuipon30XHHOIUH-7-1i)-3,4-nuruapo-2H-1,4-6eH30kca3nH-3-0H.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 120 u 160 mo MeToarKe, aHATOTMYHOIN ONMMCAHHOM Ui MOTY-
qeHus coequHeHus mpumepa 1. oy (500 MI', IMCO-dy) 8,04 (s, 1H), 7,89 (d, J 1,8 I'u, 1H), 7,68 (dd, J 7,9, 1,9
I'y, 1H), 7,39 (d, J 7,9 T'u, 1H), 7,28 (dd, J 11,4, 1,4 T'u, 1H), 7,13 (s, 1H), 5,14 (s, 2H), 4,84 (s, 2H), 4,65 (s,
2H), 4,48 (s, 2H), 3,70 (s, 3H), 3,43-3,36 (m, 2H), 3,19 (s, 3H), 2,94 (t, J 6,5 T'u, 2H), 2,02 (s, 3H). MeToanka A,
B3XX-MC: MH+ m/z 495, BY 3,96 mun (100%).

[Tpumep 22. 7-{(2R)-4-[(3,5-AumeTtnn-3H-1,2,3-rpuazon-4-un)mernn|-2-metui-3-okco-2H,3H,4H-
mupuo[3,2-b][ 1,4]okcasun-6-uin}-1,2,3,4-reTparuApoOn30XUHOJINH- | -0H.

[MTonydanu w3 mpoMexxyToIHBIX MPoaykToB 130 u 160 mo MeToAuKe, aHAJOTHYHON OMUCAHHOW JJIS TIONY-
yeHHs coeauHeHus npumepa 1. dy (500 MI'n, IMCO-de) 8,44 (d, J 1,9 T'n, 1H), 8,06 (dd, J 7,9, 2,0 I'u, 1H),
8,02 (s, 1H), 7,68 (d, J 8,2 I', 1H), 7,56 (d, J 8,2 I'y, 1H), 7,42 (d, J 8,0 ', 1H), 5,44 (s, 2H), 4,99 (q, J 6,7 I'y,
1H), 4,03 (s, 3H), 3,41 (td, J 6,5, 2,6 ', 2H), 2,96 (t, J 6,5 T'u, 2H), 2,05 (s, 3H), 1,52 (d, J 6,8 I'y, 3H). Komon-
ka: Chiralpak AS-H, 25 cm; monsmxkHas ¢aza: 20% MeOH:80% CO,; ckopocTh ioToka: 4 mi/mun; YO nipu 215
HM; [uuTenbHOCTE: 10 MuH; DU 97%. Meromuka D, BOXX-MC: MH+ m/z 419,1, BY 2,46 mun (96%).

ITpumep 23. 7-{(2R)-2-Metun-3-okco-4-[(1,2,4-rpumeTni-1 H-umunazon-5-nm)merun)-2H,3H,4H-
mupuno[3,2-b][1,4]okcazun-6-min}-1,2,3 4-TeTparugpou30XHHOIUH- 1 -0H.

IMomyyanu U3 MpoMeKyTOUHBIX MPOoAYKTOB 143 u 160 mo MeToarKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHus coeauHeHus npumepa 1. oy (500 MI'n, IMCO-d¢) 8,43 (d, J 1,9 T'u, 1H), 8,08 (dd, J 7,9, 2,0 T'n, 1H),
8,02 (s, 1H), 7,63 (d, J 8,2 T'u, 1H), 7,52 (d, J 8,2 ', 1H), 7,42 (d, J 8,0 I';, 1H), 5,30 (d, J 3,2 'y, 2H), 4,91 (q,
16,7 T'n, 1H), 3,45 (s, 3H), 3,40 (dt, J 6,6, 3,3 'y, 2H), 2,95 (t, J 6,5 ', 2H), 2,16 (s, 3H), 1,92 (s, 3H), 1,49 (d,
J 6,8 T'm, 3H). Kosnonka: Chiralcel OD-H, 25 cMm; moxsmxkHas daza: 30% MeOH+0,1% JI2A:70% CO,; ckopocTh
moToka: 4 Mu/MuH; JuATenbHOCT: 10 MuH; YO npu 215 am. Metoauka D, BOXXX-MC: MH+ m/z 432, BY 1,80
MuH (99%).

IMpumep 24. (2R)-4-[(3,5-Aumermn-3H-1,2,3-tpuazon-5-mn)mernn]-8-prop-2-metnin-6-(1-okco-1,2,3,4-
TETParuApONU30XUHONINH-7-1)-3,4-nuruapo-2H-1,4-6er3okca3uH-3-0H.

[Toydanu w3 MPOMEKXYTOIHBIX MPOIYKTOB 127 u 160 Mo MeToAwKe, aHAJOTUIHON OMUCAHHON JJIS TIOTY-
qeHus coequHeHwst mpumepa 1. oy (500 MI', IMCO-dy) 8,05 (d, J 1,8 I'm, 1H), 8,02 (s, 1H), 7,72 (dd, J 7,9, 1,9
I'm, 1H), 7,41 (d, J 8,0 T'm, 1H), 7,38 (d, J 10,0 I'y, 1H), 7,22 (s, 1H), 5,49 (d, J 16,7 I'u, 1H), 5,40 (d, J 16,6 I'my,
1H), 5,00 (q, J 6,7 I'u, 1H), 3,96 (s, 3H), 3,40 (dt, J 6,4, 3,1 'y, 2H), 2,94 (t, J 6,5 ', 2H), 2,12 (s, 3H), 1,55 (d,
J 6,7 ', 3H). Kononka: Chiralcel OD-H, 25 cm; momsmxkHaas ¢asza: 22% MeOH+0,1% JIDA:78% CO,; ckopocTh
notoka: 4 mu/mMuH; AmUTeabHOCTh: 10 MuH; Y@ npu 215 aMm. Meromuka D, BOXX-MC: MH+ m/z 436,1, BY
2,61 muH (100%).

[Mpumep 25. 8-Drop-4-({6-[4-(MeTancynbdonmn)pennn]-2-meTnnmumuiasol 1,2-alnupuann-3-nm} MeTr)-
6-(1-okco-1,2,3,4-TeTparuipon30XuHONHH-7-1i)-3,4-nuruapo-2H-1,4-6en30kca3nn-3-0H.
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INomyyanu U3 MpoMeKyTOUHBIX MPoAyKToB 138 u 160 mo MeToarKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHus coeauHeHust mpumepa 1. oy (500 MI'n, IMCO-dy) 8,83 (s, 1H), 8,05 (d, J 1,9 I'u, 1H), 8,03-7,97 (m, 3H),
7,90 (d, J 8,4 I'y, 2H), 7,64 (dd, J 9,4, 1,6 ', 1H), 7,61-7,54 (m, 2H), 7,45 (s, 1H), 7,32 (dd, J 11,3, 1,6 'y, 1H),
7,24 (d,J 7,9 I'n, 1H), 5,80 (s, 2H), 4,94 (s, 2H), 3,40-3,35 (m, 2H), 3,28 (s, 3H), 2,90 (t, J 6,5 I'y, 2H), 2,39 (s,
3H). Metomuka D, BOXXX-MC: MH+ m/z 611, BY 2,08 mun (100%).

Ipumep 26. (2R)-8-Dtop-6-(5-dTop-1-oxco-1,2,3,4-TeTparugpon30XuHOIMH-7-1i)-2-MeTui-4-[(1,3,5-
tpuMeTwiI- 1 H-mupazon-4-mn)mermn|-3,4-murunpo-2H-1,4-6eH30Kkca3nH-3-0H.

[Toydanu w3 MPOMEKXYTOIHBIX MPOAYyKTOB 150 u 161 Mo MeToAvKe, aHAJOTHYHON OMUCAHHON JJIS TIOTY-
YyeHHs coenuHeHus npumepa 2. oy (500 MI', IMCO-d¢) 8,15 (s, 1H), 7,80 (d, J 1,6 I', 1H), 7,71 (dd, J 10,5,
1,7 ', 1H), 7,39 (dd, J 11,4, 1,8 I'r, 1H), 7,12 (s, 1H), 5,19 (d, J 15,8 T'm, 1H), 5,03-4,93 (m, 2H), 3,61 (s, 3H),
3,43 (td, J 6,6, 2,8 I'u, 2H), 2,93 (t, J 6,6 I'y, 2H), 2,27 (s, 3H), 1,96 (s, 3H), 1,54 (d, J 6,7 I'n, 3H). Komnonka:
Chiralcel OD-H, 25 cm; noasmkHas dasa: 25% EtOH:75% CO,; ckopocts otoka: 4 mi/mus; YO npu 254 Hw;
qmTenbHOCTh: 10 Mun; DU 98%. Metoauka D, BOXX-MC: MH+ m/z 467,5, BY 3,00 mun (99%).

[Mpumep 27. (2R)-2-Metun-4-[(2-meTnnmupunus-3 -un)MeTwi |-6-(1-okco-3,4-nurnapo-2H-n3zoxunoaun-7-
nin)-8-(tpudropmerrin)nupuno[ 3,2-b][1,4]okcaszun-3-oH.

IMomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 124 u 160 mo MeToArKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHus coequHeHus npumepa 1. oy (400 MI'm, IMCO-de) 8,41 (m, 1H), 8,30 (m, 1H), 7,98 (m, 2H), 7,84 (s, 1H),
7,44 (m, 1H), 7,37 (d, 1H, J 8,1 T'm), 7,11 (m, 1H), 5,33 (m, 3H), 3,40 (m, 2H), 2,94 (m, 2H), 2,48 (s, 3H), 1,61
(d, 3H, J 6,7 I'm). BOXKX-MC: MH+ m/z 483, BY 2,13 mun.

IIpumep 28. (2R)-2-Metun-4-[(2-meTunmupuanH-3 -wn)MeTui|-6-(1-oxco-3,4-muruapo-2H-u3oxuHonnH-7-
un)-7-(tpudropmernn)mpuno| 3,2-b][1,4]okcazun-3-0H.

[Toy4anu w3 MPOMEKXYTOIHBIX MPOIYKTOB 124 u 160 Mo MeToAWKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
yeHHs coequHeHus npumepa 1. 8y (400 MI'u, IMCO-d¢) 8,29 (m, 1H), 7,99 (d, 1H, J 0,4 T'm), 7,91 (m, 2H),
7,41 (d, 1H, J 8,0 I'm), 7,36 (s, 2H), 7,13 (m, 1H), 5,22 (m, 3H), 3,41 (m, 2H), 2,96 (m, 2H), 2,48 (s, 3H), 1,61
(d, 3H, J 6,8 I'r). BOXKX-MC: MH+ m/z 483, BY 2,07 muH.

I[Ipumep 29. (2R)-8-Drop-2-meTmin-4-[(2-meTmmmMuazol 1,2-a]nupasun-3-un)mernn]-6-(1-okco-1,2,3,4-
TETParuIpOU30XHHONINH-7-11)-3,4-nurnapo-2H-1,4-6eH30kca3nn-3-0H.

INomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 126 u 160 mo MeToArKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHus coeauHeHus npumepa 1. oy (500 MI'n, IMCO-d¢) 8,95 (d, J 1,4 T'u, 1H), 8,53 (dd, J 4,7, 1,4 T'n, 1H),
8,14 (d,J 2,1 I'y, 1H), 8,07 (m, 1H), 8,02 (d, J 4,7 I'u, 1H), 7,68 (dd, J 7,9, 2,1 I'u, 1H), 7,46-7,36 (m, 3H), 5,84
(s, 1H), 5,78 (s, 1H), 5,06 (q, J 6,7 ', 1H), 3,46 (td, J 6,6, 2,7 I';, 2H), 3,00 (t, J 6,5 'y, 2H), 2,46 (s, 3H), 1,62
(s, 3H). Meromuka D, BOXXX-MC: MH+ m/z 472, BY 2,56 muH (96%).

Mpumep 30. (2R)-4-[(3,5-Aumernn-3H-1,2,3-tpuazon-4-mwn)metuin]-8-hpTop-6-(5-dpTop-1-oxco-1,2,3 ,4-
TETPAruAPONU30XUHONNH-7-1)-2-MeTh-3,4-nuruapo-2H-1,4-6eH30kca3nH-3-0H.

[Toy4anu w3 MPOMEKXYTOIHBIX MPOIYKTOB 149 u 161 mo MeToawKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
yeHHs coenuHeHus npumepa 2. oy (500 MI', IMCO-d¢) 8,14 (s, 1H), 7,95 (d, J 1,7 ', 1H), 7,74 (dd, J 10,5,
1,8 T'm, 1H), 7,47 (dd, J 11,4, 1,8 T'y, 1H), 7,30 (s, 1H), 5,50 (d, J 16,6 I'y, 1H), 5,41 (d, J 16,6 'y, 1H), 5,00 (q,J
6,7 I'n, 1H), 3,96 (s, 3H), 3,43 (td, J 6,6, 2,8 ', 2H), 2,93 (t, J 6,6 I'y, 2H), 2,12 (s, 3H), 1,55 (d, J 6,7 'y, 3H).
Komonka: Chiralcel OJ-H, 25 cm; mogBmwxknas ¢aza: cmech EtOH:MeOH coctaBa 50:50; ckopocTh moToka: 1
Ma/muH; YO nipu 254 uM; matenbHOCTE: 12 MuH; DU 97%. Metonuka D, BOXKX-MC: MH+ m/z 454,1, BY
2,77 muH (100%).

Mpumep 31. (2R)-4-[(3,5-Aumernn-3H-1,2,3-tpuazon-4-mwn)metuin]-8-pTop-6-(5-dpTop-2-okco-1,2,3 4-
TETParuapOXHHOINH-7-1i)-2-MeTHA-3,4-nurunpo-2H-1,4-6en3okca3nH-3-0H.

IMomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 149 u 162 mo MeToarKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHHUs coeAnHeHus nmpumMepa 2. oy (500 MI'n, IMCO-d¢) 10,37 (s, 1H), 7,25 (dd, J 11,2, 1,7 I'u, 1H), 7,19 (s,
1H), 7,14-7,06 (m, 1H), 6,88 (s, 1H), 5,44 (d, J 16,7 I'u, 1H), 5,34 (d, J 16,6 ', 1H), 4,99 (q, J 6,7 I'n, 1H), 3,96
(s, 3H), 2,91 (t, J 7,6 T'w, 2H), 2,56-2,51 (m, 2H), 2,09 (s, 3H), 1,54 (d, J 6,7 ', 3H). Komonka: Chiralpak AD-
H, 25 cm; nmogsmwxknas ¢aza: 40% EtOH:60% CO,; ckopocth motoka: 4 mu/mun; Y® npu 215 HM; 1maTeNb-
HOCTh: 10 MuH; DU 95%. Metomuka D, BOXXX-MC: MH+ m/z 454,1, BY 2,85 mun (96%).

I[pumep 32. 7-{2-Metun-3-okco-4-[(1,3,5-tpumeri-1H-mupazon-4-un)mernn]-2H,3H,4H-mupuno[3,2-
b][1,4]okcazun-6-mn}-1,2,3,4-TeTparujpon30XMHOIMH- 1 -0H (SHAaHTHOMED A).

[Momyyanu w3 coenuHeHUs mpuMepa 4 ¢ HCIOJIB30BAHUEM XHPAIBHOW XpoMaTorpaduu Ui pa3leieHHs
JBYX 3HaHTHOMEPOB. Oy (500 MI', IMCO-d¢) 8,37 (d, J 1,9 ', 1H), 8,01 (dd, J 7,9, 2,0 ', 1H), 7,91 (s, 1H),
7,53 (d,J 8,2, 1H), 7,41 (d,J 8,2 T'n, 1H), 7,33 (d, J 8,0 I'y, 1H), 5,07 (d, J 15 T'm, 1H), 5,04 (d, J 15 'y, 1H),
4,79 (q, J 6,7 T'u, 1H), 3,44 (s, 3H), 3,30 (2H, 3amackupoBan mukamu JIMCO), 2,87 (t, J 6,5 I'u, 2H), 2,06 (s,
3H), 1,87 (s, 3H), 1,40 (d, J 6,8 T'i, 3H). Metomguka A, BOXXX-MC: MH+ m/z 432, BY 3,94 mun (100%).

Mpumep 33. 7-{2-Metun-3-oxco-4-[(1,3,5-tpumernn-1H-nmupazon-4-wn)merun]-2H,3H,4H-tupuno[ 3,2-
b][1,4]okca3un-6-nmn}-1,2,3,4-TeTparuIpON30XUHOIHH- 1 -0H (3HaHTHOMED B).

[Momyyanu W3 coequHEHUs MpUMepa 4 ¢ HCIOIb30BAHUEM XHPAIBLHOW XpOMaTOrpaduul i pa3cicHHS
JIBYX 9HaHTHOMEPOB. Oy (500 MI', IMCO-de) 8,37 (d, J 1,9 T'i, 1H), 8,01 (dd, J 7,9, 2,0 T'n, 1H), 7,91 (s, 1H),
7,53 (d,J 8,2 T'u, 1H), 7,41 (d, J 8,2 I', 1H), 7,33 (d, J 8,0 'y, 1H), 5,14-4,98 (m, 2H), 4,79 (q, J 6,7 ', 1H),
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3,44 (s, 3H), 3,30 (2H, 3amackupoan mukamu IMCO), 2,87 (t, J 6,5 I'u, 2H), 2,06 (s, 3H), 1,87 (s, 3H), 1,40 (d,
16,7 'y, 3H).

IIpumep 34. 8-Drop-4-{[5-(rumpoxcumetwn)-1,3-gumeTmi-1H-mupazon-4-mi|metmn}-6-(1-okco-1,2,3,4-
TETParuAPONU30XUHONNH-7-1)-3,4-nuruapo-2H-1,4-6eH3okca3uH-3-0H.

PactBop coemunenus mpumepa 21 (233 mr, 0,47 mmonb) B cMecu TI'®:6 M pactop HCI cocrasa 1:1 (10
MJ1) HarpeBaym mipyu 55°C B Tedyenwe 12 4, 3aTeM OXJIaXJaTd W PEAKIUI0 OCTAHABIWBAIH ITyTeM MTOOaBICHUS
HachlneHHoro BogHoro pacrsopa NaHCOj; (5§ mur). Cmech akerparupoBainu ¢ nomombto JIXM (3x10 mi) n 00b-
eJMHEeHHbIE opraHndeckue ciiou cymmin (MgSQOy), 3aTeM pacTBOPUTEINh yIasUH B BakyyMe. OCTaToK ounIIiain
¢ nomotkto npenaparuBaoit BOXX (MeTomuka D) u TBepoe BerecTBo MpoMbIBaiy ¢ momonisio MeOH u mo-
JyJanmu uckomoe coeaunenue (35 mr, 17%) B Bune mouru Oenoro tBepaoro Bemiectsa. oy (500 MI'u, IMCO-de)
8,05 (s, 1H), 7,90 (d, J 1,9 T'u, 1H), 7,71 (dd, J 7.9, 2,0 I'y, 1H), 7,39 (d, J 8,0 'y, 1H), 7,29 (dd, J 11,4, 1,6 'y,
1H), 7,15 (s, 1H), 5,15 (s, 3H), 4,84 (s, 2H), 4,61 (s, 2H), 3,70 (s, 3H), 3,40 (td, J 6,5, 2,7 'y, 2H), 2,94 (t, J 6,5
I'u, 2H), 1,99 (s, 3H). Meromuka E, BOXX-MC: MH+ m/z 451, BY 3,67 mus (100%).

Mpumep  35.  8-Drop-4-{[5-(bTopmernin)-1,3-aumernn-1H-nupazon-4-wn]mernn } -6-(1-okco-1,2,3,4-
TETParuIpOU30XUHONINH-7-11)-3,4-nurnapo-2H-1,4-6eH30kca3nn-3-0H.

[Tpn nepeMemmBaHmy K CyCIIeH3UH coeauHeHus npumepa 34 (25 mr, 0,051 mmons) B 6e3BoaHoM JIXM (1
wi1) B arMocdepe azora npu KT nobasnsinu (auatmnamuno)rpudropun cepst (13,35 mki, 0,1 Mmons). Cmech
nepememuBaiy mpu KT B Tedenune 2 4, 3aTteM oxyaxaanu 10 0°C 1 peakiuio oCTaHABIMBAIN ITyTeM JT00aBIe-
HUS HacwlieHHOTO BosHOTO pacTtBopa NaHCO; (2 mi). Cmech nepemermuBanu npu KT B Teuenue 4 4, 3atem
BOJIHYIO (ha3y 3KcTparupoBaiu ¢ momomnbio JIXM (3x2 M), 00beIHHCHHBIC OPTaHHYCCKUE IKCTPAKTHI CYIITHIIN
(MgSO,4) u pacTBOpUTENh YAASIN B BakyyMe. OCTaTOK OUYHUIIAIN ¢ TTOMOIIbI0 TpenapatuBHoii BOXKX (MeTo-
muka D) u momyyanu uckomoe coenuHenue (3,7 mr, 16%) B Buae Oenoro tBepaoro Bemectea. oy (500 M,
AMCO-dy) 8,04 (s, 1H), 7,90 (d, J 2,0 I'n, 1H), 7,71 (dd, J 7,9, 2,0 T'y, 1H), 7,39 (d, J 8,0 I'u, 1H), 7,30 (dd, J
11,4, 1,7 I'u, 1H), 7,15 (s, 1H), 5,63 (d, J 48,8 'y, 2H), 5,21 (s, 2H), 4,85 (s, 2H), 3,75 (s, 3H), 3,40 (td, J 6,5,
2,9 T'm, 2H), 2,94 (t, J 6,6 T'u, 2H), 2,04 (s, 3H). Metoguka D, BOXX-MC: MH+ m/z 453, BY 2,69 mMun
(100%).

ITpumep 36. (2R)-6-[3-(Metancynbponunn)denun]-2-metmn-4-[(1,3,5-rpumernn-1H-nupazon-4-
wi)metwi|-2H,3H,4H-mupuno[3,2-b][ 1,4]okca3un-3-oH.

K pactBopy npomexyrouHoro mpoaykra 132 (150 mr, 0,41 mMouts) B 6e3BogHOM 1,4-mriokcane (5 mir) go-
6aBism 3-(MeTaHCyb(oHMI)peHmIo0poHoBy0 kucioty (90,36 wmr, 0,45 mmons) u 2M BOAHBIH pacTBOp
Na,CO; (0,62 mur). Cmech aerazupoBaiu ¢ momolnbsio N, B TeueHue 5 muH, 3atem nodasistmu Pd(dppf)Cl, (16,77
mr, 0,02 Mmoutp). CMech Harpesanu nipu 100°C B teuenue 1 4. CMech oxnmaxaany, 3ateM gooasisuia EtOAc (20
M) 1 Boxay (20 mur). Boanyto a3y sxctparuposaiu ¢ momoirsio EtOAc (20 mur). O0beMHEHHBIE OPTaHUIECKUE
ciou mpoMbIBa paccosioM (20 M) u cymmmm (MgSQO,), 3aTeM pacTBOPUTENb YIAIsId B Bakyyme. OcTaTok
OYMINAIN C ITOMOIIBI0 KOJIOHOYHOH xpomarorpaduu (SiO,; rpaguentHsri pexkum: 0-100% EtOAc B renranax,
3areM 0-10% MeOH B IXM), 3atem ¢ momorpio npenapatuBHoii BOXKX (Metonmka C) u moydann HCKOMOE
coemunenue (135 mr, 73%) B Buge Oenoro TBepaoro Bemectra. oy (500 MI'n, IMCO-d¢) 8,52 (s, 1H), 8,36 (d,J
7,9 T'm, 1H), 7,96 (d, J 8,4 I'u, 1H), 7,80-7,74 (m, 2H), 7,57 (d, J 8,2 ', 1H), 5,17 (s, 2H), 4,92 (q, J 6,7 I'm,
1H), 3,52 (s, 3H), 3,29 (s, 3H), 2,14 (s, 3H), 1,97 (s, 3H), 1,50 (d, J 6,8 ', 3H). Komonka: Chiralpak AD-H, 25
cM; mogBmkHas (aza: 23% MeOH:77% CO,; ckopocTh MOTOKA: 4 MII/MUH, IIUTENBHOCTE: 6 MuH, YO mpu 215
M, D1 95%. Metoguka D, BOXKX-MC: MH+ m/z 441,1, BY 1,76 mun (100%).

Mpumep  37.  (2R)-6-[3-(Merancynbponnn)pennn]-2-metmin-4-[(2-metnanmunaso| 1,2-anupuaus-3-
win)metwi|-2H,3H,4H-tupuno[3,2-b][ 1,4]okca3un-3-oH.

[Monygamn u3 mpomexxytounoro npoaykra 110A u 3-(merancynbpoHHT)(HeHHMIOOPOHOBOH KHUCIOTHI I10
METOJIMKE, aHAJIOTHYHON OMUCAHHOW JJIS MOJIyYeHHUsS coenuHeHus npumepa 36. dy (500 MI'u, IMCO-de) 8,61
(d, 16,9 I'u, 1H), 8,54 (t,J 1,6 'y, 1H), 8,30 (d, J 8,0 'y, 1H), 7,98 (d, J 7,8 T'u, 1H), 7,78 (d, J 8,2 I'ny, 1H), 7,75
(t,J 7,8 I'm, 1H), 7,59 (d, J 8,2 T'm, 1H), 7,39 (d, J 9,0 ', 1H), 7,18-7,09 (m, 1H), 6,74 (td, J 6,8, 1,0 I'm, 1H),
5,74 (s, 2H), 4,98 (q, J 6,7 T'n, 1H), 3,30 (s, 3H), 2,29 (s, 3H), 1,52 (d, J 6,7 T'n, 3H). Xupansusni anamms: (R)-
nzomep npu 3,89 mun; kononka: Chiralpak AD-H, 25 cm; monBmwkHas daza: 35% MeOH+0,1% TOA:65% CO,;
CKOPOCTh TIOTOKA: 4 MJI/MUH; IiuTenbHOCTh: 10 MuH; Y®: 254 am. Meronuka D, BOXXX-MC: MH+ m/z 463,
BY 1,87 mus (100%).

IIpumep 38. (2R)-8-Drop-6-[3-(meTancynbpornn)permn]-2-metmn-4-[(1,3,5-rpumeTrn-1 H-mupazon-4-
wn)MmeTwi|-3,4-murunpo-2H-1,4-6eH30kca3nH-3-0H.

[Moxyuamu n3 npomexyTodHoro npoaykra 135 u 3-(merancynbGoHuT)(HheHMIO0POHOBOH KHUCIIOTHI IO Me-
TOJMKE, aHAJIOTHYHOW OTIMCAHHOMN IS TTOJIyIeHHs coequHeHus nmpumepa 36. oy (500 MI'n, JIMCO-dg) 8,05 (s,
1H), 7,97 (d,J 7,8 T'n, 1H), 7,92 (d, J 7,9 I'n, 1H), 7,75 (t,J 7,8 T'u, 1H), 7,46 (dd, J 11,4, 1,7 T'u, 1H), 7,20 (s,
1H), 5,21 (d, J 15,8 I'y, 1H), 5,03-4,94 (m, 2H), 3,55 (s, 3H), 3,29 (s, 3H), 2,21 (s, 3H), 1,97 (s, 3H), 1,54 (d, J
6,7 I'u, 3H). Kononka: Chiralpak AD-H, 25 cm; noasmkHas ¢daza: 20% MeOH+80% CO,; ckopocTs moToka: 4
MJI/MUH; JUIATENBHOCTE: 7 MuH;, Y® mpu 215 aMm. Meromuka D, BOXXX-MC: MH+ m/z 458, BY 2,95 mun
(100%).

IIpumep 39. 8-Drtop-6-[3-(MeTancyabpormm)perHmn]-4-({5-[(MeTokcumeTokcH)MeTr |- 1,3-aumernn-1H-
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npason-4-un} metuin)-3,4-quruapo-2H-1,4-6en30kca3nH-3-0H.

[Moxyuamm n3 npomexyrounoro npoaykra 120 u 3-(metancynbGoHHT)(HheHMIO0POHOBON KHCIIOTHI IO Me-
TOJIUKE, AaHAJIOTUIHOM OMICAHHOW IS TIOTYYeHUs coenHeHus mpumepa 36. oy (500 MI'u, CDCl;) 7,91 (d,J 7,7
I'u, 1H), 7,88 (s, 1H), 7,67 (d, J 7,7 T'u, 1H), 7,62 (t,J 7,7 T'u, 1H), 7,04 (dd, J 10,6, 1,4 T'u, 1H), 6,96 (s, 1H),
5,15 (s, 2H), 4,78 (s, 2H), 4,61 (s, 2H), 4,46 (s, 2H), 3,83 (s, 3H), 3,26 (s, 3H), 3,08 (s, 3H), 2,19 (s, 3H). Meto-
muka A, BOXXX-MC: MH+ m/z 503,95, BY 3,67 mun (100%).

IIpumep  40.  (2R)-6-[3-(MeTancynbpounn)perun]-2,8-mumetmn-4-[(1,3,5-rpumermn-1 H-tupazon-4-
nn)mernn|-2H,3H,4H-mupuno[3,2-b][ 1,4 ]Jokca3un-3-0H.

[Mony4anu u3 mpomexxyTodHoro npoaykra 114 u 3-(MetancynbhoHWT)(HEeHNITO0POHOBON KHUCIOTHI IO Me-
TOJIUKE, aHAIOTUYHOW OMMCAHHOW JJIS MONTydeHUs coequHeHus mpumepa 36. dy (500 MI'u, IMCO-dy) 8,52 (s,
1H), 8,36 (d,J 7,9 I'u, 1H), 7,95 (d, J 7,8 T'n, 1H), 7,78-7,72 (m, 2H), 5,16 (s, 2H), 4,88 (q, J 6,7 ', 1H), 3,51
(s, 3H), 3,29 (s, 3H), 2,30 (s, 3H), 2,13 (s, 3H), 1,96 (s, 3H), 1,49 (d, J 6,8 ', 3H). Kononka: Chiralpak AD-H,
25 cm; momBmxHas ¢asza: 20% MeOH:80% CO,; ckopocTs moToka: 4 mu/mMuH; YO npu 215 HM; IIUTETBHOCTE: 7
muH. Metonuka A, BOXKX-MC: MH+ m/z 455,05, BY 4,06 mun (100%).

[Mpumep 41. 8-Drop-6-[3-(merancynsponmn)dennn]-4-[(1,3,5-rpumernn-1H-umunazon-5S-mn)merun]-3,4-
muruapo-2H-1,4-6eH30kca3nH-3-0H.

[Moxyuamu n3 npomexyTodHoro npoaykra 134 u 3-(metancynbGoHHT)(HEeHMIO0POHOBOH KHCIIOTHI IO Me-
TOJIKE, aHAIOTUYHOM OTMMCAaHHOH [T TOJyYSHNS COSIMHEHUS prumMepa 36.

IIpumep 42. (2R)-8-Dtop-6-[3-(MeTancynbdonnn)ennn]-2-metun-4-[ (2-metunumuaazo[ 1,2-aJmapunna-
3-unm)metun]-3,4-nuruapo-2H-1,4-6eH30Kca3nH-3-0H.

[Mony4anu u3 mpomexxyTogHoro npoaykra 117 u 3-(MetancynbhoHT)(HEeHNITO0pOHOBON KHUCIOTHI IO Me-
TOJMKE, aHATOTHIHOMW OTMCAaHHOW JJIs ToaydeHus coenuaenus npumepa 36. Komonka: Chiralcel OD-H, 25 cwm;
noaBwkHas daza: 25% UIIC:75% CO,; ckopocTs notoka: 4 mur/mun; YO nipu 254 HM; JATENBHOCTE: 20 MUH;
BY 15,1 mun.

ITpumep 43. 8-Drop-6-[3-(merancynbdonmn)pennn]-4-({6-[4-(meTancynbdonmm)pennn]-2-
MeTraumuaaso| 1,2-almupunus-3-ui } metun)-3,4-nurunpo-2H-1,4-06eH30kca3uH-3-0H.

[Moxyuamu n3 npomexytodnoro npoaykra 138 u 3-(merancynbGoHnT)(HheHMIO0POHOBON KHCIIOTHI IO Me-
TOJMKE, aHAJIOTHYHOW OTIMCAHHOM ISl TTOJIYIeHHs coenuHeHus nmpumepa 36. oy (500 MI'n, JIMCO-dy) 8,83 (s,
1H), 8,17 (s, 1H), 8,03 (d, J 8,4 'y, 2H), 7,94-7,86 (m, 4H), 7,67-7,59 (m, 2H), 7,59-7,49 (m, 3H), 5,82 (s, 2H),
4,97 (s, 2H), 3,30-3,25 (m, 6H), 2,37 (s, 3H). Metoauka A, BOXX-MC: MH+ m/z 620, BY 2,10 mun (98%).

IIpumep 44. (2R)-4-({1,3-Jdumetmn-5-[(okceran-3-unokcu)Metnn]-1 H-mupazon-4-wm} meTwn)-8-pTop-6-
[3-(MeTancynbhoHMT)eHmn|-2-MeTmi-3,4-muruapo-2H-1,4-6er3okca3nH-3-0H.

[Mony4anu u3 mpomexxyTogHoro mpoaykra 118 u 3-(MerancynbhoHT)(HeHIT00pOHOBON KHUCIOTHI IO Me-
TOJIUKE, aHATIOTUYHOMN OMHMCAaHHOW JJIS TMONyYeHUs coenuHeHus npumepa 36. oy (500 MI'u, CDCls) 7,91 (dt, J
7,6, 1,4 I'm, 1H), 7,85 (t,J 1,7 I'u, 1H), 7,69 (dt, J 7,8, 1,4 T'n, 1H), 7,64 (t,J 7,7 I'u, 1H), 7,05 (dd, J 10,5, 1,9
I'm, 1H), 6,98-6,96 (m, 1H), 5,21-5,08 (m, 2H), 4,79 (q, J 6,8 I'n, 1H), 4,69-4,63 (m, 2H), 4,60-4,53 (m, 1H),
4,53-4,45 (m, 2H), 4,45-4,40 (m, 2H), 3,85 (s, 3H), 3,08 (s, 3H), 2,19 (s, 3H), 1,67 (d, J 6,8 I't, 3H). Kononxa:
Chiralpak AD-H, 25 cMm; mogsmxkHas dasa: 12% EtOH:88% CO,; ckopocts motoka: 4 mur/mus; YO npu 215 Hw;
JuTenasHocTh: 20 MuH. Metoanka A, BOXXX-MC: MH+ m/z 530,0, BY 3,61 mun (100%).

[Mpumep 45. (2R)-8-Drop-6-[3-(metancynbhonmn)penni]-4-({3-[(MeTokcumeTokcH)MeTHI]-1,5-TuMeTHII-
1H-impazon-4-nn} metnn)-2-metin-3,4-nuruapo-2H-1,4-6en30xca3nn-3-oH.

[Moxyuamu n3 npomexyrodnoro npoaykra 119 u 3-(merancynbGonu)heHHIO0pOHOBON KHUCIIOTHI IO Me-
TOJUKE, AaHAJTOTMYHON OMUCAHHOW I MOJMy4YeHHs coeduHeHus npumepa 36. Meroauka B, BOXXKX-MC: MH+
m/z 518, BY 1,95 mun (99%).

IIpumep 46. (2R)-4-{[1,3-AumeTnn-5-({[2-(MopdhonmH-4-11)TUPUMHUANH-S5 -1 |oKcH } MeTwn )- | H-mpaszosn-
4-un|metun} -8-prop-6-[3-(MeTaHCyIBGOHIT)eHmT|-2-MeTHIT-3,4-muruapo-2H-1,4-6er3okca3nH-3-0H.

[Mony4anu w3 mpomexxyTogHoro npoaykra 121 u 3-(MerancynbhoHWT)(HeHMIT00pOHOBON KHUCIOTHI IO Me-
TOJIUKE, aHAIOTUYHOW OMMCAHHOW AJIS MONydeHUs coequHeHus mpumepa 36. dy (500 MI'u, IMCO-dy) 8,05 (s,
2H), 8,04 (t,J 1,7 I'u, 1H), 7,94 (d,J 7,9 I'y, 1H), 7,85 (d, J 7,8 'y, 1H), 7,62 (t,J 7,8 T'm, 1H), 7,41 (dd, J 11,3,
1,7 T'u, 1H), 7,34 (s, 1H), 5,29 (d, J 15,9 'y, 1H), 5,15-5,05 (m, 3H), 4,86 (q, J 6,7 I'u, 1H), 3,70-3,63 (m, 7H),
3,61-3,55 (m, 4H), 3,29 (s, 3H), 2,06 (s, 3H), 1,44 (d, J 6,7 I'u, 3H). Kononka: Chiralcel OD-H, 25 cM; monBmx-
Has (aza: 15% EtOH+0,1% J1DA:85% CO,; ckopocTh motoka: 4 miu/muH; YO npu 254 HM; AmuTenbHOCTD: 40
MUH, pa3jesicHue 10 0a30BOi JTMHUM He npoucxoamwio. Meromuka A, BOXX-MC: MH+ m/z 637, BY 4,19 mun
(100%).

ITpumep 47. (2R)-8-Drop-6-[3-(Merancynbdonmn)penni]-4-({5-[(2-meTokcudToken )MeTuin]-1,3-
nqumeti- 1 H-iupa3zon-4-w f metin )-2-meTui-3,4-nuruapo-2H-1,4-6eH30kca3uH-3-0H.

[Monydanu w3 mpoMexxyTogHOTro mpoaykTa 136 u 3-(MetaHcynbhoHWT)(HEeHMITO0pOHOBON KHUCIOTHI IO Me-
TOJIUKE, aHAJIOTHYHON ONMMCAHHOM IS MOJYYeHHUs coequHeHus npumepa 36. dy (500 MI'u, CDCly) 7,93-7,89
(m, 1H), 7,89-7,87 (m, 1H), 7,70-7,67 (m, 1H), 7,62 (t, J 7,7 I'u, 1H), 7,04 (dd, J 10,6, 1,9 I'u, 1H), 7,00-6,97
(m, 1H), 5,22-5,09 (m, 2H), 4,79 (q, J 6,8 'y, 1H), 4,64-4,55 (m, 2H), 3,83 (s, 3H), 3,56-3,51 (m, 2H), 3,43-3,38
(m, 2H), 3,26 (s, 3H), 3,08 (s, 3H), 2,17 (s, 3H), 1,67 (d, J 6,8 I', 3H). Kononka: Chiralpak IC, 25 cM; moaBmx-
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Has daza: 30% EtOH: 70% CO,; ckopocth noToka: 4 mu/mun; Y@ npu 215 HM; anurensHocTs: 20 MuH. MeTo-
mka A, BOXX-MC: MH+ m/z 531,95, BY 4,00 mun (100%).

[Tpumep 48. (2R)-2-Metun-4-[ (2-MeTunmupuanH-3 -1 )Me T | -6-[ 3-(metmicynbponnn ) hennn | -8-
(tpudropmernn)mupuno|3,2-b][1,4]okcaznun-3-0H.

[Tony4anu w3 MPOMEKYTOIHOTO TIPOAYKTa 183 M (2-MEeTHITIUPHUINH-3-MT)METaHOJIA TI0 METOJUKE, aHaJIO-
TUYHOW OMMCAHHOHN IS MOJMYYCHHUS MPOMEKyTOuHOro mpoaykra 143. 8y (300 MI'u, IMCO-dg) 8,41 (s, 1H),
8,29 (dd, 1H, J 4,9, 1,6 I'n), 8,23 (m, 1H), 8,04 (s, 1H), 7,93 (m, 1H), 7,70 (dd, 1H, J 7,8, 7,8 '), 7,44 (m, 1H),
7,10 (dd, 1H, J 7.8, 4,8 Tm), 5,35 (m, 3H), 3,24 (s, 3H), 2,62 (s, 3H), 1,62 (d, 3H, J 6,8 I'm). BOXXX-MC: MH+
m/z 492, BY 2,18 mum.

[Tpumep 49. (2R)-2-Metun-4-[ (2-MeTunmuipuanH-3 -1 )Me T | -6-[ 3-(meTmicynbponnn)hernn]-7 -
(rpudropmernn)nupuno[ 3,2-b][1,4]okcaznn-3-oH.

[Moxyuanu n3 npomexyTo4HOTro npoaykra 183 u (2-MeTunmmpuanH-3-mi)MeTaHola Mo METOANKE, aHajo-
TUYIHON OMMCAHHOH JUTSl TIOYYEHHUS MPOMEXyTouHoTro npoaykra 143. oy (300 MI'u, IMCO-de) 8,29 (dd, 1H, J
4,7, 1,5 '), 8,01 (m, 1H), 7,97 (s, 1H), 7,82 (s, 1H), 7,73 (t, 1H, ] 7,8 'n), 7,64 (m, 1H), 7,42 (dd, 1H,J 7,8, 1,4
I'm), 7,12 (dd, 1H, J 7,7, 4,8 Tn), 5,23 (m, 3H), 3,24 (s, 3H), 2,45 (s, 3H), 1,61 (d, 3H, J 6,8 I'). BOXXX-MC:
MH+ m/z 492, BY 2,22 muH.

Mpumep 50. (2R)-4-{[1,5-Aumernn-3-(MeTricynbhaHua)mupa3on-4-mi|MeTni } -8-pTop-2-MeTHi-6- 3-
(meTuncynshoumn)hennn]-1,4-0eH30kca3nH-3-0H.

[Toy4anu w3 MPOMEKYTOUHBIX MPOIYKTOB 7 M 185 10 MeTOMMKe, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS TIPpoMeXyTouHOTO mpoaykra 143. BOXX-MC: MH+ m/z 490, BY 2,23 mus.

[Tpumep 51. 7-®dtop-3-({(2R)-8-pTop-2-MeTnn-6-[ 3-(MeTUICYIHPOHUMH IO ) heHMT |-3-0KCco-1,4-
OCeH30KCa3UH-4-1IT} METHIT)-2-MeTHIMMHUAa30[ 1,2-a | mupuanH-6-KapOOHUTPHIL.

[Toy4anu w3 MPOMEKXYTOIHBIX MPOIYKTOB 187 m 195 mo MeToawKe, aHAJOTUYHON OMUCAHHOW JJIS TIOMY-
YeHUS TIPOMEXYTOUYHOTO MpoaykTa 143. Oy (300 MI'n, AMCO-de) 9,31 (d, 1H, J 6,4 T'y), 8,10 (m, 1H), 7,93 (d,
1H,J 7,8 '), 7,87 (d, 1H, J 8,0 I'y), 7,69 (m, 1H), 7,63 (d, 1H, J 10,5 T'w), 7,49 (m, 2H), 5,71 (m, 2H), 5,02 (m,
1H), 4,25 (s, 1H), 3,14 (s, 3H), 2,26 (s, 3H), 1,55 (d, 3H, J 6,3 I'm). BOXX-MC: MH+ m/z 522, BY 2,00 mMuH.

pumep 52. (2R)-4-[(6-Bpom-7-¢Top-2-MeTrnumuaazo| 1,2-amupunus-3-mn)meTni|-8-prop-2-meTni-6-
[3-(meTuncynbhorumMumon)penn|-1,4-6eH30Kca3uH-3-0H.

IMomyyanu u3 NpOMEXKYTOUHBIX NPOAYKTOB 27 1 187 1Mo MeToauKe, aHAIOTUYHON OMHCAaHHOW Ui MOoJIyue-
HUS TIPOMEXKYTOUHOTO Tpoaykra 143. 6y (400 MI'u, IMCO-d¢) 8,82 (d, 1H, J 6,7 I'm), 8,15 (s, 1H), 7,94 (m,
1H), 7,84 (d, 1H, J 8,2 I'n), 7,68 (m, 1H), 7,54 (d, 1H, J 9,5 T'w), 7,48 (m, 2H), 5,72 (m, 2H), 5,03 (q, 1H, J 6,6
T'm), 4,27 (s, 1H), 3,15 (s, 3H), 2,50 (s, 3H) 2,29 (d, 3H, J 6,3 I'). BOXX-MC: MH+ m/z 575/577, BY 2,15
MUH.

IIpumep 53. (2R)-4-[(6-bpom-7-pTop-2-MeTrnmumuaas3o| 1,2-a]mapuaua-3-un)MeTnn |-8-pTop-2-MeTHI-6-
[3-(MeTuncynbponnn)penn]-1,4-0eH30KCa3nH-3-0H.

[Toy4anu U3 mMpoOMEKyTOUHBIX IPOAYKTOB 27 U 185 1o MeTouKe, aHAIOTHYHOW OMMMCAaHHOM IS TIOJTyde-
HUS POMEXKYTOYHOTO mpoaykra 143. oy (300 MI'u, IMCO-dy) 8,81 (d, 1H, J 6,7 I'm), 8,17 (s, 1H), 7,93 (m,
2H), 7,73 (m, 1H), 7,53 (m, 3H), 5,72 (m, 2H), 5,02 (m, 1H), 3,39 (s, 3H), 2,27 (s, 3H), 1,56 (d, 3H, J 6,7 T'my).
BOXX-MC: MH+ m/z 576/578, BY 2,42 mun.

ITpumep 54. (2R)-4-[(5-Xnop-1,3-mumermi-1 H-nupazon-4-mwn)mernin|-8-prop-2-metri-6-[ 3-
(metmncynsponmn)henni]-1,4-6eH30Kca3uH-3-0H.

IMpomexyrounstit mpoaykt 185 (0,3 r, 0,89 Mmoins) pactBopstmi B IM® (25 mut) u oxnakaanu B OaHe co
JbI0M, 3aTeM fo6aBisaiu runpun Hatpus (0,054 1, 1,34 mmons). Cmeck nepeMerinBany B Tedyenne 10 MuH, 3a-
TeM obaBisIn S-xyop-4-(xmopmetwn)-1,3-qumerun-1H-mupazon (0,19 T, 0,98 mmons). Uepes 18 u peakimon-
HYIO CMECh BBUIMBAIH B OXJIAKACHHYIO JIBZIOM BoAy (25 miT) u akcTparupoBain ¢ nmomouisio EtOAc (2x50 mu).
[omydeHHOE KOpWUYHEBOE TBEPJOE BELIECTBO OYMINAIM C IOMOIIBIO KOJOHOYHOM Xpomarorpaduu (SiO,, 1-
100% EtOAc:IXM) u noxyuanu uckomoe coenunaenue (0,24 r, 57%) B Buae 6eyoro mopomkooOpa3HOTo Bele-
ctBa. 8y (300 MI'u, AMCO-dy) 8,10 (s, 1H), 7,99 (m, 1H), 7,92 (m, 1H), 7,74 (dd, 1H, J 7,8, 7,8 I'y), 7,49 (dd,
1H, J 11,5, 1,9 T'm), 7,22 (s, 1H), 5,15 (m, 3H), 3,64 (s, 3H), 3,34 (s, 3H), 2,07 (m, 3H), 1,54 (d, 3H, J 6,7 I'my).
BOXX-MC: MH+ m/z 479, BY 2,21 muH.

IIpumep 55. (2R)-4-{[1,5-Aumetnn-3-(Mmetuncynbponmn)- 1 H-mupazon-4-mi|meTmn} -8-pTop-2-MeTHI-6-
[3-(MeTuncynbponnn)pennn]-1,4-06eH30KCca3nH-3-0H.

Coenunenne mpumepa 50 (0,06 T, 0,12 Mmmonp) pactBopsuii B IXM (10 M) u oxmaxkaaid B OaHe co
oM. Jlobasmsum 3-xmopriepokcuden3oiinyto kucioty (0,032 r, 0,18 MMoib), 3aTeM peakIMOHHOM CMecH aa-
Basin Harpethest 10 KT u ee mepememBany B TedeHue 3 4. PeakirionHyro cMech paz0asisiii ¢ nomouisio XM
(20 mur) 1 mpombIBaH BOAHBIM pacTBOpoM Na,CO; (3x20 mur). OpraHndeckuii ClIOi CYIIMIN ¥ BBITIAPUBAIA B
BakyyMme. OcTaToK OYHIIAIK C TIOMOIIBIO KOJIOHOYHOH XpomMaTorpaduu (SiO,, 20-100% EtOAc:AXM) u momy-
Ja UCKOMOE COEJMHEHHE B BHIE O€oro mopomrkooOpasHoro Bemectsa. oy (400 MI', IMCO-dg) 8,07 (s,
1H), 7,97 (d, 1H, J 8,0 T'w), 7,90 (d, 1H, J 8,1 Tw), 7,71 (dd, 1H, J 7,8, 7,8 Tm), 7,49 (dd, 1H, J 11,4, 1,7 '),
7,43 (s, 1H), 5,51 (m, 1H), 5,30 (d, 1H, J 16,2 '), 4,98 (q, 1H, J 6,7 I'n), 3,76 (s, 3H), 3,30 (s, 3H), 3,19 (s, 3H),
2,13 (s, 3H), 1,56 (d, 3H, J 6,7 I'm). BOXXX-MC: MH+ m/z 522, BY 2,00 mus.
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pumep 56. (2R)-8-Drop-4-{[5-(6-meTokcunupuaun-3-mn)-1,3-qumernin- 1 H-nupazon-4-nn|merun } -2-
MeTm-6-[ 3-(Metuncynsponmn)pennn]-1,4-0eH30kca3nH-3-0H.

Coenunenne mpumepa 54 (0,09 r, 0,19 MMoib), 2-METOKCHITUPUANH-S-UI00pOHOBYIO KucioTy (0,06 T,
0,38 mmoms), 1,1'-6uc-(mu-tper-0yTrndochuHo)depporennamianuiaguxaopua (0,013 r, 0,019 Mmmonb) u ¢To-
pun xamust (0,022 1, 0,38 MmMoub) pactBopsiti B JIM® (3 mu, 38,7 MMoITb) U HarpeBajal MUKPOBOJTHOBBIM H3ITY-
genueMm npu 110°C B Tedenue 2,5 4. PeaknnoHHyI0 cMech TIoIBEpTaiy pacnpenenennio Mmexay EtOAc (25 mn) u
BoaHbIM pacTBopoM NaHCOj; (25 mur). Opranudeckuii ciioii npombiBain Bogoi (10 mir) u cymmnu (ycTpoicTBO
Ut pasgeneHus (as), 3aTeM BRIIapUBaiId B BakyyMe. OCTaTOK OYHIIAIHN C TOMOIIBI0 KOJIOHOYHOW XpoMarto-
rpadun u nosydanu uckomoe coequnenue (0,075 r, 65%) B Buxe mouTH 6€JI0T0 MOPOIIKOOOPa3HOTO BEIIECTBa.
Oy (300 MTI', IMCO-dy) 8,00 (m, 1H), 7,92 (m, 2H), 7,74 (m, 2H), 7,40 (m, 2H), 6,83 (s, 1H), 6,68 (dd, 1H, J
8,5, 0,6 I'm), 5,28 (d, 1H, J 15,9 T'm), 4,92 (d, 1H, J 15,9 '), 4,68 (1H, q, J 6,5 T'm), 3,83 (s, 3H), 3,44 (s, 3H),
3,31 (s, 3H), 2,18 (s, 3H), 1,38 (d, 3H, J 6,7 I'r). BOXXX-MC: MH+ m/z 552, BY 2,22 mu=.

Mpumep 57. (2R)-4-{[1,3-Aumerun-5-(6-okco-1H-mupuann-3-mn)nupazon-4-mi|meruin } -8-hrop-2-MeTui-
6-[3-(MeTuncynbponmn)pernn]-1,4-0eH30kca3uH-3-0H.

Coenunenne npumepa 56 (0,055 r, 0,089 mmons) HarpeBanu ¢ nupuauHruapoxiopuzom (1,0 r, 8,5
MMOJIb) B BuJe pactuiaBa npu 145°C B teuenne 30 muH. [Tociie oxnmaxaeHns OCTATOK MOJABEPTalid pacupesesie-
auto Mexay EtOAc u BomabM pactBopoM NaHCO;. Opranuyeckne ciion IPOMBIBAIIA BOAHBIM PAaCTBOPOM XJIO-
pHUIa aMMOHUS U CYIIHIH (YCTPOHCTBO IS pasaeneHus ¢a3). OcTaTOK OYUIIATN C TIOMOIIBIO0 KOJIOHOYHOH Xpo-
Mmatorpaduu (SiO,, 0-20% MeOH:EtOAc) u momyyanmm uckomoe coenuHenue (25 mr, 52%) B Buzme Oemoro mo-
porrkoobpasHoro Bemectsa. dy (400 MI'u, IMCO-dg) 11,83 (m, 1H), 8,02 (s, 1H), 7,92 (m, 1H), 7,82 (m, 1H),
7,73 (t, 1H, J 7,8 T'm), 7,41 (dd, 1H, J 11,3, 1,7 T'm), 7,27 (d, 1H, J 0,5 I'm), 7,08 (dd, 1H, J 9,4, 2,5 T'y), 6,93 (s,
1H), 6,16 (d, 1H, J 9,4 T'm), 5,29 (d, 1H, J 16,0 '), 4,93 (d, I1H, J 15,9 Tm), 4,76 (q, 1H, J 6,7 T'mm), 3,47 (s, 3H),
3,31 (s, 3H), 2,15 (s, 3H), 1,44 (d, 3H, J 6,7 I'm). BOXXX-MC: MH+ m/z 537, BY 1,67 muH.

ITpumep 58. (2R)-8-Drop-4-[(7-dTOp-2-MeTrnMMuUAa30[ 1,2-amUpUIHH-3-HI)METHI|-2-MeTHI-6-[ 3-
(metmncynsonmn)penni]-1,4-6eH30Kca3uH-3-0H.

K nmerazupoBanHoMy pactBopy coexunenus npumepa 53 (0,03 r, 0,05 Mmmoib) u popmuara ammonus (0,5 r,
7,93 mmons) B EtOH (5 mun) mobasisimm mamnaamii Ha npeBecHoM yrire (10 mac.%, 0,005 r, 0,047 mmons). CMmech
nepemeruBany npu KT B Tedenue 3 4, 3areM QuuibTpoBany yepe3 LETUT M BHIMApUBaId B Bakyyme. OCTaToOK
nepenocum B EtOAc u npomeiBanu BogHbIM pactBopoM NaHCO; (2x50 mur). Opranndeckyro (Gpakuuio Cymu-
m Hax Na,SO,4 1 BeIapuBajM B BaKyyMe U MOJyJainnu uckomoe coenunenne (19 mr, 73%) B Buze moutu 6e10ro
TBeporo Bemiectsa. oy (400 MI'n, IMCO-d¢) 8,37 (dd, 1H, J 7,4, 5,9 T'm), 8,17 (s, 1H), 7,93 (m, 2H), 7,74 (dd,
1H,J 7.8, 7,8 I'm), 7,49 (m, 2H), 7,28 (dd, 1H, J 9,9, 2,5 '), 7,04 (td, 1H, J 7,6, 2,7 I'y), 5,78 (m, 1H), 5,65 (m,
1H), 5,02 (q, 1H, J 6,6 I'm), 3,30 (s, 3H), 2,31 (s, 3H), 1,57 (d, 3H, J 6,7 I'm). BOXX-MC: MH+ m/z 498, BY
2,08 muH.

IIpumep 59. 7-d1op-3-({(2R)-8-dTop-2-MeTmi-6-[3-(meTmiicynbdonmn)hennn]-3-okco- 1,4-6eH30KCa3UH-
4-wi1} MeTn )-2-MeTHIUMIIa30[ 1,2-aJmpunnH-6-kapOOHUTPHIL.

Coenunenne npumepa 53 (0,1 1, 0,17 mmons) ¢ mumanumom Mmeau(l) (0,3470 mmons) B 1-metmn-2-
NUPPOIMINHOHE (2,5 MIT) HarpeBaJu MUKPOBOJIHOBBIM m3nydenueM npu 200°C B teuenue 1 u, 3atem npu 210°C
B TeUeHHUe emie 2 4. PeaknmoHHYIO cMech pa30aBisuid ¢ momornbio EtOAC u mpoMbIBai BOJOW U PaccoiioM,
3ateM cymunu Haa Na,SO 41 BelmapuBany B BakyyMe. OCTaTOK OUHUILANHY C IOMOIIBIO IpenapatuBHoi BOXX u
noiy4aiu uckomoe coenuaenue (10 mr, 11%) B Buie THOPUIN3UPOBAHHOTO OEIOT0 MOPOLTKOOOPA3HOTO BElle-
ctBa. Oy (400 MI'm, AMCO-d¢) 9,32 (d, 1H, J 6,4 '), 8,11 (s, 1H), 7,95 (m, 2H), 7,74 (dd, 1H, J 7.8, 7,8 T'm),
7,64 (d, 1H, J 10,4 T'w), 7,53 (m, 2H), 5,72 (m, 2H), 5,03 (q, 1H, J 6,7 I'n), 3,29 (s, 3H), 2,26 (s, 3H), 1,55 (d,
3H,J 6,7 I'n). BOXX-MC: MH+ m/z 523, BY 2,25 muH.

[Tpumep 60. 3-({(2R)-8-Drop-2-MeTnin-6-[ 3-(MeTuncynbdanwmt)penunn]-3-okco- 1 ,4-0eH30Kca3nH-4 -
W} METHIT)-2-MeTHIIIMMua30| 1,2-a | nmupuauH-6-KapOOHUTPIITL.

K pactBOopy mpomexxyrounoro npoxaykra 125 (2,0 r, 4,2 mmons) B 1,4-nuokcane (5 mur) moGammsumy 3-
(meTunTHO)(heHnnbopoHoByI0 KUCIOTY (1,2 T, 6,8 MMOIIB), 3aTeM Na,CO; (856 mr, 8,4 MMOJIB), paCTBOPSHHBIH B
Boae (1 mur). Jlo6aBmsmu xomruieke [1,1'-6uc-(mudenundocduno)depponen|nammaauit(ll)muxmopuaa ¢ XM
(0,048 1, 0,059 MMOB) M CMECh KHITSITHIIN C OOPaTHBIM XOJIOJMIBHUKOM B atMocdepe a3ora B TedeHue S5 4. [lo-
CJIe OXJIAXKICHHS PEaKIMOHHYI0 cMech NojaBeprainu pacnpezneneHuo Mexay EtOAc (50 min) u Bomoit (25 mu).
BopHblil cit0ii TOTOMHHUTENBHO SKCTparupoBasi ¢ rnomouibio EtOAc (25 mur). OObeAnHEHHBIE OpTaHUYeCcKue
CJIOW TIPOMBIBAJIM BOAOH (2x25 mi1) u cymmin (YCTPOMCTBO IS pasiesieHus ¢a3), 3aTeM BBITApUBAIHA B BaKyy-
Me. OCTaTOK OYMIIANM C IMOMOIIBIO KOJOHOYHOM Xpomarorpaduum (SiO,, rpamuentHeid pexum: 10-100%
EtOAc:IXM) u momyuanu uckomoe coeaunaerue (1,05 r). BOXKX-MC: MH+ m/z 473, BY 2,44 muH.

Mpumep  61.  3-({(2R)-8-DrOp-2-MeTnn-6-[3-(MeTmncynbduumn)pennn]-3-okco-1,4-6eH3okcasnn-4-
W1} MeTh)-2-MeTiimmMuaa3ol 1,2-a]nupuanH-6-kapOoHUTPHIL.

Coenunenne mpumepa 60 (1,05 1, 2,22 mmonb) pactBopsuid B IXM (10 M) u oxmaxkzaand B OaHe co
meaoM. K cMecn 106aBisiid 3-XJ10priepoKCHOSH30HHYI0 KUCIIOTY (498 Mr, 2,22 MMOIIb) B PEAKIIMOHHYIO CMECh
nepememuBain npu KT B Tedenne 1 4. J100aBIsM TOTOJHUTEBHYIO alTMKBOTY 3-XJIOPIIEPOKCHOECH30HHON K-
cioTeI (150 MT) B peakIIMOHHYIO0 CMeCh TepeMelnBaii B TeueHue eme 30 MuH. PeakmoHHyro cMech pa30aBiis-
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1 ¢ momornisio JIXM (20 mur), 3aTeM MpOMBIBAIH BOTHBIM pacTBOpoM Na,CO; (2x50 mi) u Bogoit (50 mur). Op-
TaHUYECKUH CIION CYIIMJIM ITyTeM MPOITyCKaHHs Yepe3 YCTPOMCTBO /I pasjeneHus ¢as, 3aTeM BBIIapHBaIN B
BaKyyMe M nosydasu uckomoe coexunenue (1,1 r, 91%). BOXXX-MC: MH+ m/z 489, BY 2,11 mun.

Mpumepsr 62 u  63.  3-({(2R)-8-Drop-2-meTni-6-[3-(MeTmncynsponumuaomnn)denun]-3-oxco-1,4-
OeH30KCa3UH-4-1J1} METHIT)-2-MeTHIMMUIa30| 1,2-a|mupuanH-6-kapOorutpui (n3omepsl A u B).

K coemunenuto mpumepa 61 (1,1 r, 2,0 mmons) B JIXM (20 mun) mobasismu 2,2,2-tpudTopaneramun (510
MT, 4,5 MMoits) 1 okcua Maraus (370 mr, 9,0 MMons), 3ateM qumep amerata poaus(Il) (100 mr, 0,23 mmons). K
TOJTYYEHHOW PO30BOH CycIeH3nH A00aBisum Homoenson-1,1-muanerar (1,1 r, 3,4 MMOJB) M PEAKIIMOHHYIO
CMecCh MepeMeIInBany B aTMocdepe a3oTa B TedeHHe 7 4. PeakIMoHHyI0 cMech BbITapuBanu B Bakyyme. OpaH-
JKEBBIN ocTaToK oOpabatsiBamu ¢ momormibio MeOH (5 muir) u Na,COs (50 Mr) m mepememmBainy B TedeHue 45
MHH. PacTBOpHTENH YAAISAIN B BAKYYME M OCTaTOK mepeHocunu B JIXM (20 mun), 3aTeM GpuiibTpoBain yepes 1e-
JIMT, TIPOMBIBAJIM BOJIOW M CYLIHMJIM C MCIIOJIBb30BaHHWEM yCTpoiicTBa Juisl pasaeneHus ¢as. OcTaTok ounImanmy c
nomoibto npenaparuBHoit BOXX n nonydanu cmecs auactepeonzomepos (39 mr, 4%) B Buae Gesoro nopou-
kooOpazHoro Bemectsa. BOXXX-MC: MH+ m/z 505, BY 1,68 mun. /lnacrepeon3zoMepsl pa3Ielisuiv ¢ OMOIIBIO
npenaparuBHoii BOXX (nmoxemxnas daza: 100% MeOH+0,1% amatnnamun; HemonsmwkHas ¢asza: Chiralcel
OD-H) u mosy4dany oTAeIbHbIE HCKOMBIE COSTUHEHNSI.

N3zomep A (mpumep 62): 8y (400 MI'n, IMCO-dg) 9,24 (s, 1H), 8,13 (s, 1H), 7,93 (dd, 1H, J 7,8, 1,5 T'm),
7,81 (m, 1H), 7,67 (m, 1H), 7,60 (dd, 1H, J 9,3, 0,8 T'n), 7,49 (m, 3H), 5,75 (m, 2H), 5,03 (m, 1H), 4,26 (s, 1H),
3,15(d, 3H,J 0,8 I'm), 2,30 (s, 3H), 1,56 (d, 3H, J 6,7 I'm). BOXKX-MC: MH+ m/z 505, BY 1,68 mun.

Uzomep B (mpumep 63): oy (400 MI', IMCO-d¢) 9,24 (s, 1H), 8,13 (s, 1H), 7,93 (m, 1H), 7,81 (m, 1H),
7,67 (m, 1H), 7,60 (dd, 1H, J 9,3, 0,7 I'ny), 7,48 (m, 3H), 5,75 (m, 2H), 5,03 (m, 1H), 4,26 (s, 1H), 3,14 (d, 3H, J
0,8 I'm), 2,30 (s, 3H), 1,56 (d, 3H, J 6,7 I'm). BOXKX-MC: MH+ m/z 505, BY 1,68 muH.

[pumep 64. 3-[(8-Drop-6-{3-[(umuno)(Metin)(okco)-A -cynpdanmn]dennn}-3-0kco-3,4-guruapo-2H-
1,4-6eH30KCca3UH-4-FIT)METHII |-2-Me THITUMHUAa30[ 1,2-a|mupuanH-6-KapOOHUTPHI.

PactBop INUAJL (82,09 MK, 0,42 MMoIs) mipu mepemermuBannu B atMochepe azora npu KT B TeueHue 2
MUH MEJIEHHO M00aBIISLTN K PACTBOPY MPOMEKYTOUHOTO TipoaykTa 99 (131,2 mr, 0,28 MMOITB), MPOMEKYTOTHO-
ro npoxaykra 24 (92%, 84,64 mr, 0,42 mmous) u Tpudenundpocouna (109,1 mr, 0,42 mmons) B AXM (5,6 mi).
[Momydennyro cmech nepememmBany B atMocdepe azora npu KT B Teuenue 18,5 4. Peakunonnyio cmech KoH-
HEHTPUPOBAIM B BaKyyMe M OCTAaTOK OYMIIAJIHM C ITOMOLIbIO KOJIOHOYHOH Xpomarorpaduu ¢ MCHOIb30BaHUEM
rpagueHTHoro pexuma 0-100% EtOAc B renTase, 3aTeM ¢ UCHOJb30BaHUEM rpagueHTHoro pexuma 0-10%
MeOH B IXM. Briaenennoe BemectBo pactBopsuti B MeOH (10 mu), 3atem moGasmsimu Na,COs (176,35 wr,
1,66 MMOJIB) M TIOMY4YeHHYIO cycrieH3uto nepememuBany nmpu KT B teuenue 1 4. PeaknmoHHYyI0 cMeCh KOHIICH-
TPUPOBAIH B BAKYyME U OCTATOK OYMINAIN C IOMOIIBIO KOJOHOYHOH XpoMaTorpaduu ¢ UCIOJIb30BaHUEM Ipa-
muentHoro pexknma 0-100% EtOAc B renrane, 3aTeM C HCIIONB30BaHUEM rpagueHTHoro pexxkuma 0-10% MeOH
B JIXM u monyvamu uckomoe coemuHenue (46 mr, 33%) B Bujge Oenoro TBepaoro BemectBa. Oy (500 M,
JIMCO-dg) 9,25 (s, 1H), 8,13 (s, 1H), 7,93 (d,J 7,8 I'y, 1H), 7,81 (d, J 8,0 ', 1H), 7,67 (t,J 7,8 I', 1H), 7,60
(d, 79,1 I', 1H), 7,52-7,42 (m, 3H), 5,75 (s, 2H), 4,94 (s, 2H), 4,27 (s, 1H), 3,14 (s, 3H), 2,32 (s, 3H). MeToau-
ka D, BOXKX-MC: MH+ m/z 490, BY 2,19 mun (98%).

Hpumep 65. 3-{[(2R)-6-{3-[(MmunO)(MeTm1)(0KCO)-A’-cynbdhanmn]perun} -2-meTu-3-oxco-2H,3H,4H-
nupuo[3,2-b][ 1,4]okcazun-4-mui |MeTu § -2-MeTuumMuaa3o| 1,2-a | mupuauH-6-kapOoHUTPHII.

IMomyyanu u3 NpoMeXyTOUHBIX IPoAyKTOB 24 u 100 mo MeToauKe, aHAIOTUYHON OMUCAaHHOW JUI MOoJIyue-
HUS coeuHeHuns mpumepa 64. oy (500 MI'n, AMCO-de) 9,47 (s, 1H), 8,52 (dt, J 3,8, 1,8 ', 1H), 8,21-8,19 (m,
1H), 7,98 (d, J 8,0 I'u, 1H), 7,77 (dd, J 8,2, 2,1 I'y, 1H), 7,68 (t,J 7,8 'y, 1H), 7,64-7,55 (m, 2H), 7,43 (dd, J 9,3,
1,6 I'n, 1H), 5,80-5,73 (m, 2H), 4,99 (q, J 6,7 'y, 1H), 4,32-4,20 (m, 1H), 3,13 (s, 3H), 2,34 (d, J 2,2 ', 3H),
1,51 (d, J 6,8 'y, 3H). Metoauka D, BOXXX-MC: MH+ m/z 487, BY 1,96 mun (99%).

IIpumep 66. (2R)-8-Drop-4-{[3-(runpokcumermn)- 1,5-ntumernin- 1 H-nupaszon-4-un|mernn } -6-[ 3-
(merancynbdonnn)pennn]-2-metmi-3,4-muruapo-2H-1,4-0eH30kca3uH-3-0H.

PactBop coemunenus npumepa 45 (180 mr, 0,348 mmons) B cmecu TT'® u 6 H. BogHOTO pacTBopa HCI co-
crara 1:1 (10 mu) mpu mepememmBanny HarpeBanu mpu 55°C B Tedenne S5 4. J[00aBisiin HACHIIEHHBIH BOIHBIN
pactBop NaHCO; 1 cmech skcTparupoBaiu ¢ nomousio JJXM (3x20 mur). O0bearHeHHbIE OpraHUYeCcKUe CIION
cymn (Na,SO,) v pacTBOPUTEINh YAAISIN B BakyyMme. OCTaTOK OYHIIAIN ¢ TIOMOIIBI0 TipemapaTuBHO BOXKX
npu BeICOKOM 3HaueHuHn pH (Metommka D) m momydanm nckomoe coeaunenue (145 mr, 88%). oy (500 MIL,
CDCI3) 8,05 (t,J 1,7 I'y, 1H), 7,90 (d, J 7,8 I'y, 1H), 7,76 (d, J 7,9 I'y, 1H), 7,62 (t,J 7,8 I'n, 1H), 7,30 (s, 1H),
7,09 (dd, J 10,7, 1,9 I', 1H), 5,21 (q, J 15,8 T'm, 2H), 4,81 (q, J 6,8 T'u, 1H), 4,65 (s, 2H), 3,73 (s, 3H), 3,10 (s,
3H), 2,20 (s, 3H), 1,68 (d, J 6,8 ', 3H). Meronuka B, BOXKX-MC: MH+ m/z 474, BY 1,68 mun (97%).

[Tpumep 67. (2R)-8-DTop-4-{[3-(bTopmeTwi)-1,5-mumeTtmi- 1 H-nupazon-4-un|mernn } -6-[3-
(merancynbdonnn)pennn]-2-metmi-3,4-muruapo-2H-1,4-0eH30kca3uH-3-0H.

[Tpu nepemenBanNy K CycrieH3uH coenHenust mpumepa 66 (100 mr, 0,211 mmous) B 6e3BomHOM AXM (5
1) no6aBisuH (auaTrnamuHo)TpudTopun cepsl (0,056 mu, 0,422 MMons) u cMech nepememmnBany npu KT B
Teuenne 2 4. Cmech oxnaxaanu 10 0°C u nobaBisy HackIneHHbIH Boaubli pactBop NaHCO; (10 mur). Peak-
IIMOHHYIO cMech Harpeanu 10 KT. ®a3sl pasnensiii 1 BOAHYIO ¢a3y dKCTparupoBaiu ¢ momornipio JIXM (3x20
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wut). OObeTMHEHHBIE OpraHndecKue AKCTpakThl cymmmm (MgSOy4) n pacTBopHTENb YAAISUIH B BakyyMme. OCTaToK
OUMIIATH C OMOIIbIo npenapatuBHOil BOXX (Metonnka D) m nomyuanu nckomoe coeannenue (55 mr, 55%).
Oy (500 MI'u, AMCO-dg) 8,06 (t,J 1,6 I'u, 1H), 7,99 (d, J 7,9 I', 1H), 7,91 (d, J 7,8 I'n, 1H), 7,74 (t,J 7,8 'L,
1H), 7,46 (dd, J 11,4, 1,8 T'u, 1H), 7,26 (s, 1H), 5,20 (m, 4H), 4,93 (q, J 6,7 I'ny, 1H), 3,66 (d, J 1,8 T'u, 3H), 3,29
(s, 3H), 2,27 (s, 3H), 1,53 (d, J 6,7 I';, 3H). Kosnonka: Chiralcel OD-H, 25 cm; mogsuxHas ¢asza: 35% UTIC:65%
CO,; cxopocth notoka: 4 mu/mMuH; YO npu 215 aM; mmmrensHocTs: 10 MuH, DU 99%. Metoanka A, BOXX-
MC: MH+ m/z 476, BY 3,78 mun (100%).

IIpumep 68. (2R)-8-Drop-6-[4-(MeTancynbhonnn)-1H-urnazon-6-un]-2-metun-4-[(1,3,5-rpumernn-1H-
nupazodn-4-mwi)metun|-3,4-murunpo-2H-1,4-6er3okcaznH-3-0H.

K pactBopy nmpomexxytounoro npoaykra 150 (34,34 mr, 0,08 mmons) B 6e3BomHoM 1,4-mrokcane (3 i)
J00aBISTM IPOMEXKYTOUHBIH mpoxykT 172 (24,6 mr, 0,08 mMons) u 2 M Boausnid pactBop Na,CO; (0,12 mu).
CMech nerazupoBaid ¢ moMompio N, B TeueHHe 5 MuH, 3ateM nobamimsumu X-Phos (7,63 wmr, 0,02 mMons) u
Pd,(dba); (3,66 mr, 4 Mkmoib). CMech Tera3upoBay ¢ MOMOIIBI0 N, B TCUCHHE 5 MUH, 3aT€M HarpeBaiu B Tep-
METHU3UPOBaHHOM npobupke npu nepememnBanuy mpu 110°C B Teuenne 1 4. PeakimoHHyro cMech OXJIaXKaaiy,
3arem nobasisun EtOAc (20 mur) u Boxy (20 mur). Boanyro dasy skcrparuposanu ¢ nomorsto EtOAc (20 mi).
OO0benuHeHHBIE OpraHndeckre Gpakiuy MpoMbIBaim pacconioM (20 mi) u cymwmm (Na,SOy), 3aTeM pacTBOpH-
Tebh yAaasu B BakyyMme. OCTaTOK OYMIIAIN C TIOMOIIBIO KOJOHOYHOM Xpomatorpadun (SiO,; rpaareHTHBIH
pexum: 0-10% MeOH/IXM) u ¢ momonrsio npenapatuBHOoit BOXX (MeToamka A) u morydann MCKOMOE CO-
eaunenue (5 mr, 11%). oy (500 MI'u, AMCO-ds) 13,90 (s, 1H), 8,40 (s, 1H), 8,07 (s, 1H), 7,78 (s, 1H), 7,51 (d,
J 10,6 I', 1H), 7,22 (s, 1H), 5,22 (d, J 15,7 I'u, 1H), 5,05-4,95 (m, 2H), 3,57 (s, 3H), 3,37 (s, 3H), 2,24 (s, 3H),
1,99 (s, 3H), 1,55 (d, J 6,7 I', 3H). Kononka: Chiralpak AD-H, 25 cm; monBmwkHas daza: 40% EtOH:60% CO,;
CKOpOCTh MoToKa: 4 Mi/mMuH; Y@ mipu 254 HM; amuTenbHOCTh: 5 MuH; DU 99%. Metoanka D, BOXXX-MC: MH+
m/z 498,1, BY 2,68 mun (98%).

Mpumep 69. 7-{(2R)-4-[(2,4-AumeTnnmupunun-3-un)MeTui]-2-mMetui-3-okco-2H,3H,4H-tupuno|[ 3,2-
b][1,4]okcasun-6-n1}-1,2-nuruapodranasul-1-oH.

K nerazupoBaHHOI a30TOM cMecH MPOMeEKyTOUHOro npoaykra 163 (139 mr, 0,38 MMonb), IPOMEXKYTOIHO-
ro npoxaykra 104 (127 wmr, 0,37 mmoinb) u 2 M BonHoro pactBopa Na,CO; (0,57 miu) B 1,4-nuokcane (5,5 M)
no6asisun Pd(dppf)Cl, (14 mr, 0,02 MMoutb). PeakIIMOHHYIO CMECh JOMOJHHUTEIBHO JACTa3UPOBAIU C MIOMOIIIBIO
N, u HarpeBasm pu 100°C B Teuenue 3 4. Cmech oxmaxaamm 10 0°C u 100aBIIsIIN HACKIIEHHBIA BOJHBIA pac-
TBOp XJopuaa ammonus (5 mi). Jlo6asmsmu 1,4-muokcan (10 mur) m cMech oOpabdaTeiBasid yinbTpa3BykoM. TBep-
Jible BEIeCcTBa YAASUIN (UIBTPOBAHMEM depe3 KU3eJNbI'Yp W OCTaToK HpoMbiBanu 1,4-nuokcaHom (2x10 wmu).
OwibTpaT KOHIEHTpUpoBaIK B Bakyyme. Jlo6aBmsmn EtOAc (30 mur) u Bogy (10 M) u cMech oOpabaTeiBain
yIbTpa3ByKoM. TBep/ble BellecTBa yAAISUIH (GHILTPOBAHUEM M OCTATOK MPOMBIBANIN ¢ momolnbsio EtOAc (2x5
mit). BomHerit cnoit sxctparupoBanu ¢ momoiibio EtOAc (2x5 MiT) U 00beMHCHHBIE OPraHHYCSCKUE CIOU IIPO-
MBIBaJIM paccoyioM (2x5 mi), 3ateM cymmmn (MgSO,). PactBopurens ynansim B Bakyyme. OCTaTOK OYHIAIIH C
MIOMOIIIBI0 KOJIOHOYHOH Xpomatorpaduu (SiO,; rpaguentHsid pexxuM: 1-10% MeOH B IXM) u mosryganu wc-
KoMoe coeauHeHue (25 mr, 15%). 6y (500 MI', AMCO-dg) 12,71 (s, 1H), 8,65 (s, 1H), 8,40 (s, 1H), 8,32 (dd, J
8,3, 1,8 'y, 1H), 8§,15(d,J 4,9y, 1H), 7,99 (d, J 8,3 'y, 1H), 7,80 (d, J 8,2 'y, 1H), 7,59 (d, J 8,2 'y, 1H), 7,05
(d,J 5,0 I'm, 1H), 5,42 (s, 2H), 4,97 (q, J 6,7 T'n, 1H), 2,46 (s, 3H), 2,34 (s, 3H), 1,50 (d, J 6,8 'y, 3H). Kononka:
Chiralpak AD-H, 25 cm; moasmwxkHas ¢asza: 50:50 EtOH:MeOH; ckopocts moroka: 1 mu/mun; Y@ npu 254 HM;
matensHocTh 24,38 muH; DU 88%. Metoauka D, BOXX-MC: MH+ m/z 428, BY 1,71 mun (98%).

IIpumep 70. 7-{4-[(2,4-qumeTmnmupunua-3-uin)merni]-3-okco-2H,3H,4H-mmupumo[3,2-b][ 1,4]oxcazun-6-
wi}-1,2-murunpodranaszus-1-oH.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 102 u 163 mo MeToarKe, aHATOTUYHOIN ONMMCAHHOHN Ui MOTY-
qeHHUs coenHeHus npumepa 69. oy (500 MI'm, IMCO-dy) 12,71 (s, 1H), 8,65 (s, 1H), 8,40 (s, 1H), 8,31 (dd, J
8,3, 1,6 I'u, 1H), 8,15 (d, J 4,9 I'y, 1H), 7,99 (d, J 8,3 T'y, 1H), 7,79 (d, J 8,2 I'y, 1H), 7,57 (d, J 8,2 T'y, 1H), 7,05
(d, 74,9 I'u, 1H), 5,41 (s, 2H), 4,86 (s, 2H), 2,47 (s, 3H), 2,35 (s, 3H). Meronuka D, BOXXX-MC: MH+ m/z 414,
BY 1,53 muH (98%).

Mpumep  71.  (2R)-8-Prop-2-MeTnin-6-(4-oxco-3,4-nurunpodranazun-6-mn)-4-[(1,3,5-rpumernn-1H-
nupazon-4-wi)metun|-3,4-murunpo-2H-1,4-6en3okcaznH-3-0H.

[Tosy4anu w3 MPOMEKXYTOIHBIX MPOIYKTOB 135 u 163 Mo MeToAuKe, aHAJOTHIHON OMUCAHHOW JJIS TIOTY-
YeHHs coenuHeHus npumepa 69. oy (500 MI'n, IMCO-d¢) 12,74 (s, 1H), 8,41 (s, 1H), 8,26 (s, 1H), 8,20 (dd, J
8,2,2,0 I'm, 1H), 8,03 (d, J 8,3 I't, 1H), 7,50 (dd, J 11,4, 1,8 I'u, 1H), 7,23 (s, 1H), 5,22 (d, J 15,9 I'y, 1H), 5,05-
4,95 (m, 2H), 3,61 (s, 3H), 2,28 (s, 3H), 1,97 (s, 3H), 1,55 (d, J 6,7 'y, 3H). Metoauka A, BOXX-MC: MH+
m/z 448, BY 3,60 mus (98%).

[Tpumep 72. (2R)-4-[(3,5-MumeTunmupunazua-4-un)metnn]-8-prop-2-metun-6-(4-oxco-3,4-
muruapodranazua-6-un)-3,4-murunpo-2H-1,4-6eH30kca3uH-3-0H.

IMomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 116 u 163 mo MeToarKe, aHATOTMYHON ONMMCAHHOHN Ui MOTY-
qeHUs coequHeHus npumepa 69. &y (500 MI', IMCO-dg) 12,72 (s, 1H), 8,88 (s, 1H), 8,39 (s, 1H), 8,36 (d, J 1,8
I'y, 1H), 8,18 (dd, J 8,3, 1,9 I', 1H), 8,01 (d, J 8,3 I'u, 1H), 7,57 (dd, J 11,3, 1,7 T'u, 1H), 7,34 (s, 1H), 5,40 (d,J
16,0 I'y, 1H), 5,30 (d, J 16,0 I'u, 1H), 4,95 (q, J 6,7 I'y, 1H), 2,59 (s, 3H), 2,32 (s, 3H), 1,49 (d, J 6,7 'y, 3H).
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Meronuka D, BOXKX-MC: MH+ m/z 446, BY 2,32 mun (98%).

Hpumep 73.  7-{(2R)-2-Metun-4-[(2-metrnumuaasol 1,2-amupuaus-3-mwi)metwi|-3-okco-2H,3H,4H-
mupuo[3,2-b][ 1,4]okcasun-6-uin} -1,2-nuruapodranazus- 1 -oH.

[Toy4anu U3 MpoMeXyTOUIHBIX MPoyKToB 110A 1 163 0 MeToAMKe, aHAJIOTUIHON OIMMMCAHHOW JIJIS TIOJTY-
YeHHs coeMHeHus mpumepa 69. dy (250 MI'u, AMCO-dg) 12,74 (s, 1H), 8,82 (d, J 1,6 T'n, 1H), 8,62 (d, J 7,0
I'm, 1H), 8,53 (dd, J 8,3, 1,9 T'n, 1H), 8,42 (s, 1H), 8,01 (d, J 8,3 I'y, 1H), 7,86 (d, J 8,3 I'm, 1H), 7,58 (d, J 8,3
I'm, 1H), 7,38 (d, J 9,0 'y, 1H), 7,20-7,02 (m, 1H), 6,72 (td, J 6,8, 1,2 I'u, 1H), 5,74 (s, 2H), 4,98 (q, J 6,8 I'my,
1H), 2,27 (s, 3H), 1,50 (d, J 6,7 I'u, 3H). Xupansuserii ananus, HJKX-MC: MH+ m/z 453, BY 2,93 mun. MeTto-
muka A, BOXXX-MC: MH+ m/z 453, BY 2,86 mun (100%).

Ipumep 74. 3-{2-Metun-4-[(2-meTrnmumuaaso| 1,2-ajmapuaua-3-un)metnn|-3-okco-2H,3H,4H-tmpuno-
[3,2-b][1,4]okca3un-6-1} OeH3aMUI.

[Moxyuamm u3 npoMexxyrounoro npoaykra 110 u (3-kap6amonsdeHmT)00pOHOBOH KUCIOTHI IO METO/IUKE,
AQHAJIOTMYHOW OMMCAHHOW ISl TOJMydYeHHUs coemuHeHus npumepa 69. dy (500 MI'n, IMCO-dg) 8,64 (d, J 6,91
I'y, 1H), 8,50 (s, 1H), 8,15 (s, 1H), 8,11 (d, J 7,82 I', 1H), 7,92 (d, J 7,76 T'y, 1H), 7,71 (d, J 8,24 T'u, 1H), 7,59-
7,51 (m, 2H), 7,48 (s, 1H), 7,38 (d, J 8,97 I'y, 1H), 7,16-7,09 (m, 1H), 6,69 (t, J 6,79 I', 1H), 5,75 (d, J 2,50 I'Ly,
2H), 4,96 (q, J 6,71 I'y, 1H), 2,28 (s, 3H), 1,50 (d, J 6,74 I'u, 3H). Meroauka A, BOXX-MC: MH+ m/z 428, BY
2,80 muH (100%).

[Tpumep 75. 3-{4-[(2,4-AnmeTunmupuauH-3 -11)MeTH |-3-okcocrupol 1,4-6eH3okcaznn-2,1'-
IIUKJIOTIPOTIaH |-6-1JT } OEH3aMHI.

[Mony4anu u3 mpomexxyTounoro mpoaykra 140 u (3-kapOoamonspeHmT)00pOHOBOM KUCIOTHI IO METOIHKE,
AHAJIOTUYHOW OTHMCAHHOM JJIS MOJYYEHHUs cOoeauHeHUs npumepa 69. oy (400 MI'n, CDCly) 8,29 (d, 1H, J 5,0
I'm), 7,98 (d, 1H, J 7,3 I'n), 7,55-7,46 (m, 3H), 7,26 (s, 1H), 7,11 (d, 1H, J 8,3 T'm), 6,98 (d, 1H, J 4,9 I'my), 6,94
(d, 1H,J 8,3T'm), 6,78 (d, 1H, J 1,4 '), 5,79 (m, 1H), 5,40 (s, 2H), 2,79 (s, 3H), 2,33 (s, 3H), 1,49 (m, 2H), 1,29
(m, 2H). JKXMC (9P+) (M+H) 414, BY 1,85 mun (MeToauka 2).

ITpumep 76. 3-{4-[(3,5-Aumernnuzokcazon-4-mn)MeTi|-2-hTop-2-MeThi-3-okcoctupo| 3,2-
b][1,4]okca3zun-6-1} OeH3aMHUI.

[Moxyuamu u3 npoMexxyrouHoro npoaykra 129 u (3-kapoamonsdeHm)00poHOBOH KUCIOTHI IO METO/IUKE,
AQHAJIOTMYHOW OMUCAHHOW IS MOJYYCHHS COeAMHEHUs mpumepa 69. oy (400 MI'n, CD;0OD) 8,51 (t, 1H, J 1,7
I'm), 8,16 (m, 1H), 7,95 (m, 1H), 7,73 (m, 1H), 7,62 (m, 2H), 5,36 (m, 2H), 2,39 (s, 3H), 2,19 (s, 3H), 1,98 (d,
3H, ] 18,7 T'm). XXMC (3P+) (M+H)" 411, BY 2,09 Mun (MeTonuka 2).

ITpumep 77. 3-[(3,5-Aumernnuzokcazon-4-mn)meTni|-5-(3-merokcudenmn)-1a, 7b-quruapo- 1 H-
IIUKJIOTIPOTIA[ C |[XUHOJIMH-2-0H.

[Tosydanu U3 MPOMEKYTOTHOTO MPOoAykTa 142 n 3-MeTokcn(heHnI00pOHOBON KUCIOTHI IO METOIUKE, aHa-
JIOTHYHOW OMHCAHHOW JJIS MOJTydeHHs coequHeHus mpumMepa 69. oy (400 MI'n, CDCL;) 7,45 (d, 1H, J 7,8 T'm),
7,35 (m, 1H), 7,24 (dd, 1H, J 7,8, 1,6 I'ry), 7,00-6,98 (m, 1H), 6,95-6,87 (m, 3H), 5,22 (d, 1H, J 16,2 T'm), 4,86 (d,
1H, J 16,1 I'm), 3,88 (s, 3H), 2,63 (td, 1H, J 8,0, 5,1 I'm), 2,44 (m, 1H), 2,31 (s, 3H), 2,23 (s, 3H), 1,69 (m, 1H),
0,66 (q, 1H, J 4,8 T'y). JKXMC (3P+) (M+H)" 375, BY 2,41 MuH (MeTomHKa 2).

Ipumep 78.  3-{(2R)-2-Metun-4-[(2-meTmmmmuna3zo| 1,2-a]Jnupuau-3-mn)metuin|-3-oxco-2H,3H,4H-
mupuo[3,2-b][ 1,4]okcaszun-6-ui } 6eH30- 1 -cynbpoHamu.

IMomyyanu u3 npoMexyTodHbIX IpoaykTos 110A u 165 mo MeToauKe, aHAIOTUYHOM OMMCAHHOM AJIS MOIY-
qeHHUs coequHeHusI mpumepa 69. dy (500 MI', JIMCO-dy) 8,60 (d, J 6,9 T'n, 1H), 8,48 (s, 1H), 8,18 (d,J 7,9 I'y,
1H), 7,87 (d, J 7,8 I'y, 1H), 7,69 (t,J 8,2 I'n, 1H), 7,66 (d, J 15,7 I'u, 1H), 7,59 (d, J 8,2 I'n, 1H), 7,51 (br s, 2H),
7,40 (d, J 9,0 I'u, 1H), 7,18-7,10 (m, 1H), 6,78-6,69 (m, 1H), 5,83-5,66 (m, 2H), 4,98 (q, J 6,7 I';, 1H), 2,29 (s,
3H), 1,51 (d, J 6,7 T'u, 3H). Xupanereni anamu3, HXX-MC: MH+ m/z 464, BY 4,93 mun. Metoauka D,
B3XX-MC: MH+ m/z 464, BY 2,86 mun (95%).

ITpumep 79. 3-{6-Oxco-5-[(1,3,5-tpumernin-1 H-mpazon-4-wn)mernn]-5,6,7,8-rerparugpo-1,5-
HaQTUPHUINH-3 -1IT } OCH3aMUI.

[Momydyanu w3 mnpomexyToyHoro mpoaykra 75 wu  3-(4,4,5,5-terpamermi-1,3,2-nrokcabopoian-2-
WIT)0CH3aMUa IT0 METOIUKE, aHAJIOTHYHON OTIMCAHHOM IS OJTYYCHUsS CoeqUHEHUs npumepa 69. dy (400 MIw,
IMCO-dy) 8,42 (d, J 1,8 I'i, 1H), 8,12-8,00 (m, 2H), 7,92-7,82 (m, 1H), 7,77 (dt, J 7,9, 1,4 I', 1H), 7,59-7,50
(m, 2H), 7,45 (d, J 18,1 T'n, 1H), 5,03 (s, 2H), 3,52 (s, 3H), 3,01 (dd, J 8,7, 6,2 I';, 2H), 2,77 (dd, J 8,7, 6,2 I',
2H), 2,18 (s, 3H), 1,94 (s, 3H). XXMC (3P+) (M+H)" 390, BY 1,62 muH (97%).

IIpumep 80. 7-[3-(Metuncynshonrmn)benmn]-1-[(1,3,5-rpumeTun-1H-nupazon-4-wn)mernn|-3,4-muruapo-
1,5-nadrupunun-2(1H)-on.

[Moxyuanu u3 npomexyTodHoro npoaykra 75 u 2-[3-(mermicynshonmn)denun]-4,4,5,5-rerpameruin-1,3,2-
JMoKcabopoaHa Mo METOJMKE, aHAJIOTHYHON OMUCAHHOW IJIs TIOJMyYeHUs COeAuHEeHMs mpumepa 69. oy (400
MTI'n, IMCO-d¢) 8,49 (d, J 1,8 I'y, 1H), 8,08 (d, J 1,8 I'y, 1H), 8,03 (dt, J 7,9, 1,4 I', 1H), 7,97 (dt, J 7,9, 1,3
I'y, 1H), 7,79 (t,J 7,8 ', 1H), 7,60 (d, J 2,1 I'u, 1H), 5,08 (s, 2H), 3,54 (s, 3H), 3,30 (s, 3H), 3,06 (dd, J 8,6, 6,3
I'u, 2H), 2,81 (dd, J 8,7, 6,3 T, 2H), 2,21 (s, 3H), 1,98 (s, 3H). )KXMC (3P+) (M+H)" 425, BY 1,66 mun
(99%).

[Tpumep 81. 7-(1-Okco-1,2,3,4-TeTparuapon3oxuHonauH-7-mn)-1-[(1,3,5-rpumernn- 1 H-mupazon-4-
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wn)MeTwi|-3,4-muruapo-1,5-nagprupuans-2(1H)-on.

[Moxygamn u3 mpomexyTodHoro nponykra 75 u 7-(4,4,5,5-rerpamerui-1,3,2-qrokcadoponan-2-ui)-3,4-
Iuruapon3oxuHoInH-1(2H)oHa mo MeToanKe, aHAJOTUIHON ONMMCAHHOW TSI TIOMYYSHUS COSTUHEHHS MpUMeEpa
69. 6y (400 MI'u, CDCl3) 8,37 (d, J 2,4 I', 1H), 8,08 (s, 1H), 7,56 (d, J 7,4 T'u, 1H), 7,36-7,28 (m, 2H), 6,06 (s,
1H), 5,05 (s, 2H), 3,71 (s, 3H), 3,61 (d, J 6,7 I';, 2H), 3,17 (t, J 7,7 I'u, 2H), 3,06 (t, J 6,7 ', 2H), 2,87 (t,J 7,9
', 2H), 2,29 (s, 3H), 2,13 (s, 3H). JKXMC (3P+) (M+H)" 416, BY 1,69 mun (100%).

[Tpumep 82. 7-(3-Metokcudennn)-1-[(1,3,5-tpumernn- 1 H-mupazon-4-um)mernn|-3,4-quruapo-1,5-
HapTupunua-2(1H)-oH.

IMomydyanmu w3 NPOMEXKYTOYHOTO TmpomaykTa 75 wu  2-(3-meroxcudenwmn)-4,4,5,5-rerpamernn-1,3,2-
JMOKCcabopoJiaHa 110 METOJUKE, aHAIOTHYHON ONMCAHHOHM Ui MOJyd4eHHs coeluHeHus npumepa 69. 8y (400
MI'n, IMCO-d¢) 8,40 (d, J 1,8 I', 1H), 7,54 (d, J 2,1 T'u, 1H), 7,41 (t, J 7,9 T'u, 1H), 7,30-7,07 (m, 2H), 6,99
(dd, J 8,2, 2,5 I'u, 1H), 5,07 (s, 2H), 3,83 (s, 3H), 3,52 (s, 3H), 3,02 (dd, J 8,6, 6,3 I'y, 2H), 2,79 (dd, J 8,6, 6,2
', 2H), 2,15 (s, 3H), 2,00 (s, 3H). XKXMC (DP+) (M+H)" 377, BY 1,89 mun (100%).

IIpumep 83. 3-{7-Metun-6-okco-5-[(1,3,5-tpumermin-1 H-nupazon-4-nwa)mermn]-7,8-quruapo-1,5-
HadTupuanH-3 -1} 6eH3aMu .

[Moxywanmn w3 mpoMexyroyHoro mpoxykra 76 u  3-(4,4,5,5-rerpamernin-1,3,2-nnoxkcaboposian-2-
nin)0eH3aMuIa 0 METOANKE, aHATOTHYHOW OMMMCAaHHOW IJIsl TIOyYeHHUsT COeMMHEHUs puMepa 69. oy (400 MI'w,
JAMCO-dy) 8,57-8,32 (m, 2H), 8,19-8,00 (m, 1H), 7,91 (dt, J 7,9, 1,3 I'n, 1H), 7,80 (dt, J 8,0, 1,3 I'y, 1H), 7,70-
7,31 (m, 2H), 5,25 (d, J 15,8 I'y, 1H), 4,91 (d, J 15,8 I', 1H), 3,55 (s, 3H), 3,12 (q, J 11,6 T'w, 2H), 2,96-2,73 (m,
2H), 2,20 (s, 3H), 1,96 (s, 3H), 1,23 (d, J 5,8 Ty, 3H). dKXMC (DP+) (M+H)" 404, BY 1,61 mun (99%).

IIpumep 84. 3-Metun-7-[3-(Metmncynbponnn)permn]-1-[(1,3,5-tpumernin- 1 H-mupazon-4-wn)metwn]-3,4-
muruapo-1,5-madTupuanH-2-oH.

[Toy4anu U3 MPOMEKYTOUHOTO TIPOAYKTa 76 1 2-[3-(MeTuncyiabhonmn)penmn]-4,4,5,5-terpamern-1,3,2-
JIMOKCcabopoJiaHa 110 METOJMKE, aHAIOTHYHON ONMMCAHHOHM Ui MOJIy4eHHs coeluHeHus npumepa 69. 8y (400
MTI'n, CDCly) 8,36 (d, J 1,9 I', 1H), 8,06-7,84 (m, 2H), 7,83-7,53 (m, 2H), 7,25 (m, 1H), 5,23 (d, J 15,9 Iy,
1H), 4,90 (d, J 15,8 T', 1H), 3,70 (s, 3H), 3,26 (dd, J 15,5, 5,2 ', 1H), 3,09 (s, 3H), 3,03-2,76 (m, 2H), 2,24 (s,
3H), 2,12 (s, 3H), 1,37 (d, J 6,6 T';, 3H). JKXMC (DP+) (M+H)" 439, BY 1,89 mun (96%).

IMpumep 85. 3-Meruin-7-(1-okco-3,4-murunpo-2H-m3oxnHommH-7-mn)-1-[(1,3,5-tpumernn-1 H-nnpazon-4-
wn)MeTwi|-3,4-muruapo-1,5-nadpTupuanH-2-oH.

[Monygamn u3 mpomexyTodHoro nponykra 76 u 7-(4,4,5,5-rerpamerui-1,3,2-arokcadoponan-2-ui)-3,4-
JUrHIpon30XuHoNMH-1(2H)-0Ha 110 MeToMKe, aHAIOTMYHOM ONMMCAHHOW JUIS MOJyYEHHs COeTUHEHHS IpuMepa
69. 6y (400 MI'n, AMCO-dg) 8,39 (d, J 1,8 ', 1H), 8,05 (t,J 2,8 I'y, 1H), 7,93 (d, J 2,1 I', 1H), 7,76 (dd, J 7.8,
2,1 T'm, 1H), 7,45 (d,J 7,7 T', 2H), 5,24 (d, J 15,8 I'n, 1H), 4,90 (d, J 15,8 I', 1H), 3,59 (s, 3H), 3,41 (td, J 6,3,
2,5 I'm, 2H), 3,11 (t,J 10,8 I', 1H), 2,96 (t, J 6,6 ', 2H), 2,84 (qd, J 10,2, 9,1, 5,1 T'm, 2H), 2,26 (s, 3H), 1,95
(s, 3H), 1,23 (d, J 5,6 'y, 3H). JKXMC (OP+) (M+H)" 430, BY 1,73 mun (97%).

IIpumep 86. 7-(3-Metokcudenwn)-3-metuin-1-[(1,3,5-rpumernn-1 H-upazon-4-mwn)metmn|-3,4-quruapo-
1,5-HadTrpuanH-2-0H.

[Momydyanmu w3 NpPOMEXKYTOYHOTO Tmpomaykta 76 wu  2-(3-meroxcudenwmn)-4,4,5,5-rerpamerun-1,3,2-
JIMOKCabOpoJiaHa 110 METOJIMKE, aHAIOTHYHON ONMMCAHHOHM UIS MOJIy4eHHs coeluHeHus npumepa 69. 8y (400
MI'n, AMCO-de) 8,51-8,25 (m, 1H), 7,54 (d, J 1,9 ', 1H), 7,41 (t,J 7,9 'y, 1H), 7,26-7,11 (m, 2H), 6,99 (dd, J
8,3,2,5 T, 1H), 5,24 (d, J 15,8 I'y, 1H), 4,92 (d, J 15,8 Ty, 1H), 3,83 (s, 3H), 3,52 (s, 3H), 3,24-2,96 (m, 2H),
2,97-2,66 (m, 2H), 2,14 (s, 3H), 1,99 (s, 3H), 1,22 (d, J 5,8 ', 3H). )KXMC (2P+) (M+H)" 391, BY 2,15 mun
(98%).

Mpumep 87. 3-Metnn-7-(mupunnn-3-un)-1-[(1,3,5-tpumernin-1H-nupazon-4-nm)merun]-3,4-auruapo-1,5-
HadTUpUANH-2-0H.

[Moxywanmn w3 mpoMexyroyHoro mpoxykra 76 u  3-(4,4,5,5-rerpamernin-1,3,2-nnokcabopoian-2-
WI)HPUAMHA [0 METOAWKE, aHAIOTUYHOW OIMCAHHOM IS MONyYeHHs coeanHeHus npumepa 69. oy (400 M,
JIMCO-dy) 8,88 (d, J 2,3 I', 1H), 8,62 (dd, J 4,9, 1,5 'y, 1H), 8,47 (d, J 1,8 T', 1H), 8,08 (dt, J 8,0, 2,0 ', 1H),
7,64 (d,J 1,8 I'u, 1H), 7,54 (dd, J 7,9, 4,8 ', 1H), 5,25 (d, J 15,8 ', 1H), 4,91 (d, J 15,8 'y, 1H), 3,51 (s, 3H),
3,22-2,97 (m, 1H), 2,94-2,73 (m, 2H), 2,14 (s, 3H), 1,98 (s, 3H), 1,22 (d, J 5,9 T'n;, 3H). XKXMC (DP+) (M+H)"
362, BY 1,69 mun (100%).

[Tpumep 88. 7-(IMapuauna-3-wn)-1-[(1,3,5-tpumernn- 1 H-nmupazon-4-mwn)metwn|-3,4-muruapo-1,5-
HaQTUPHUINH-2-0H.

[Moxywamn w3 mpomMexyrouHoro mpoxykra 75 wu  3-(4,4,5,5-rerpamernin-1,3,2-nnokcaboposnan-2-
WI)IAPUAMHA TI0 METOJUKE, aHAJIOTHMYHOW OMWCAHHOW JUIsl TOJY4YeHHWs coemuHeHus mnpumepa 69. oy (400
MI', AMCO-dy) 8,92 (s, 1H), 8,61 (d, 1H), 8,43 (s, 1H), 8,10 (m, 1H), 7,63 (s, 1H), 6,93 (m, 1H), 5,08 (s, 2H),
3,58 (s, 3H), 3,02 (dd, J 8,6, 6,3 T'u, 2H), 2,79 (dd, J 8,6, 6,2 I'y, 2H), 2,15 (s, 3H), 2,00 (s, 3H). XKXMC (O3P+)
(M+H)" 348, BY 1,54 mun (98%).

Mpumep 89. 7-(6-Metokcunupuanu-3-mn)-3-metuin-1-[(1,3,5-rpumernn-1H-nupaszon-4-mm)mernn|-3,4-
Juruapo-1,5-HapTUpUInH-2-0H.

[Tony4anu w3 MPOMEKYTOIHOTO TIPOAYKTA 76 M (6-METOKCHTTUPHUINH-3-HIT)OOPOHOBOM KHCIOTHI 10 METO-
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JIMKe, aHAJIOTUYHON OIMMCAaHHOM JUTSl TTOJIYHIeHHs coenuHeHus mpumepa 69. dy (400 MI'n, IMCO-de) 8,48 (d, J
2,5 I'y, 1H), 8,41 (d, J 1,8 I'u, 1H), 8,01 (dd, J 8,6, 2,6 I'n, 1H), 7,57 (d, J 1,9 I'u, 1H), 6,97 (d, J 8,7 I';, 1H),
5,24 (d, J 15,8 T'u, 1H), 4,90 (d, J 15,8 I'n, 1H), 3,91 (s, 3H), 3,51 (s, 3H), 3,08 (t, J 10,8 ', 1H), 2,93-2,65 (m,
2H), 2,14 (s, 3H), 1,98 (s, 3H), 1,21 (d, J 6,1 T'ir, 3H). JKXMC (DP+) (M+H)" 392, BY 1,98 mun (97%).

[Tpumep 90. 3-{7-Oxco-8-[(1,3,5-Tpumertni-1 H-mupazon-4-un)merwn|-5,6,7,8-rerparuapo-1,8-
HaQTUPHUIUH-2 -1 } OCH3aMHI.

IMomydyanmu w3 mpomexyTouHoro mpoxaykra 74 wu 3-(4,4,5,5-terpamerni-1,3,2-nrokcabopoian-2-
nn)0eH3aMuIa Mo METOIMKEe, aHATOTHYHONW OMMUCAHHOM IS TIOJTydeHus: coennHeHus npumMepa 69. XJKXMC (OP+)
(M+H)" 390,2, BY 1,88 mun (96%).

IIpumep 91. 7-[3-(Metuncynshonrmn)benmn]-1-[(1,3,5-tpumeTun-1 H-nmupazon-4-wn)mernn|-3,4-muruapo-
1,8-nadrupunun-2(1H)-on.

[Moxyuanu u3 npomexyTodHoro npoaykra 74 u 2-[3-(mermicynshonmn)denun]-4,4,5,5-rerpameruin-1,3,2-
JMOoKcabopoaHa Mo METOJHKE, aHAJIOTHYHON OMUCAHHOW IJIs TIOJMydeHUs COeAuHEeHMs mpumepa 69. oy (400
MTI', CDCl;) 8,51 (t, J 1,8 T'u, 1H), 8,27 (dt, J 7,9, 1,4 ', 1H), 7,98 (ddd, J 7,9, 1,9, 1,1 I'n, 1H), 7,68 (t,J 7,8
I'y, 1H), 7,58-7,50 (m, 1H), 7,43 (d, J 7,6 I'u, 1H), 5,31 (s, 2H), 3,61 (s, 3H), 3,11 (s, 3H), 2,89 (dd, J 8,7, 6,1
I'u, 2H), 2,73 (dd, J 8,7, 6,0 ', 2H), 2,20 (s, 3H), 2,05 (s, 3H). )KXMC (OP+) (M+H)" 425,2, BY 2,01 mun
(96%).

[Tpumep 92. 7-(1-Okco-1,2,3,4-TeTparuapon3oxuHonauH-7-mn)-1-[(1,3,5-rpumernn- 1 H-nupazon-4-
nn)mernn|-3,4-nurunpo-1,8-napTupuaua-2(1H)-ow.

[Tonydanu w3 nmpoMexyTodHoro nponaykra 74 u 7-(4,4,5,5-tetpamernin-1,3,2-quokcaboponan-2-un)-3,4-
muruapon3oxuHoanH-1(2H)-oHa mo MeToanke, aHATOTUYHOW ONMMCAHHOW JJIS TIOMYYSHUS COSTUHEHUS pUMeEpa
69. 6y (400 MI'n, AMCO-dg) 8,49 (d, J 2,0 ', 1H), 8,13 (dd, J 7,9, 2,0 I'u, 1H), 8,02 (t, J 2,7 I'u, 1H), 7,72 (d, J
7,7Tu, 1H), 7,59 (d,J 7,7 I'n, 1H), 7,43 (d, J 8,0 I'y, 1H), 5,18 (s, 2H), 3,51 (s, 3H), 3,41 (td, J 6,6, 2,8 I'y, 2H),
2,96 (t,J 6,5 'y, 2H), 2,85 (dd, J 8,6, 6,1 T'n, 2H), 2,69-2,63 (m, 2H), 2,11 (s, 3H), 1,93 (s, 3H). XKXMC (3P+)
(M+H)" 416,3, BY 1,81 mun (99%).

ITpumep 93. 7-(3-Metokcudenwmn)-1-[(1,3,5-tpumernn-1 H-nupazon-4-mn)meruin)-3,4-auruapo-1,8-
Hadrupunusa-2(1H)-on.

[Monywamn wu3 mnpomexyroyHoro mnponykrta 74 u 2-(3-merokcudenmn)-4,4,5,5-terpamermi-1,3,2-
JMoKcabopoaHa Mo METOJHKE, aHAJIOTHYHON OMUCAHHOW Ui TIOJNyYeHUs COeAuHEeHMs mpumepa 69. oy (400
MTI'n, IMCO-d¢) 7,70 (d, J 7,7 I'u, 1H), 7,64-7,50 (m, 3H), 7,39 (t, J 8,0 I'y, 1H), 7,05-6,94 (m, 1H), 5,17 (s,
2H), 3,82 (s, 3H), 3,50 (s, 3H), 2,84 (t, J 7,0 I'y, 2H), 2,65 (t, J 7,2 I'y, 2H), 2,10 (s, 3H), 1,94 (s, 3H). KXMC
(OP+) (M+H)" 377,2, BY 2,23 mun (97%).

[Tpumep 94, 7-(IMapugun-3-wn)-1-[(1,3,5-tpumernn- 1 H-nmupazon-4-wn)metwn|-3,4-muruapo-1,8-
Hapupunua-2(1H)-oH.

[Momywyanmu w3 mnpomexyTouHoro mpoxaykra 74 wu 3-(4,4,5,5-terpamerni-1,3,2-nrokcabopoian-2-
WI)HPUAMHA [0 METOAWKE, aHAIOTUYHOW OIMCAHHOM IS MONyYeHHs coeauHeHus npumepa 69. oy (400 MI',
CDCL) 9,16 (d, J 2,3 T'u, 1H), 8,64 (dd, J 4,9, 1,7 I'u, 1H), 8,24 (dt, J 8,1, 2,0 I'u, 1H), 7,54 (d, J 7,6 T'u, 1H),
7,44-7,34 (m, 2H), 5,30 (s, 2H), 3,60 (s, 3H), 2,87 (dd, J 8,8, 5,9 I'u, 2H), 2,72 (dd, J 8,7, 5.9 I'y, 2H), 2,18 (s,
3H), 2,05 (s, 3H). XKXMC (3P+) (M+H)" 348,2, BY 1,80 mun (98%).

Mpumep 95. 7-(6-Meroxcunupunus-3-un)-1-[(1,3,5-rpumernn-1H-nmpazon-4-nn)merun]-3,4-nuruapo-
1,8-nadrupunun-2(1H)-on.

[Moxyganu 13 MPOMEKYTOYHOTO NMPOAYKTA 74 U (6-METOKCHUIUPUANH-3-M1)00POHOBOH KHCIIOTHI IO METO-
JIMKE, aHAJIOTMYHOW OMMMCAaHHOW JUTSI TIOMY4YeHHs coequHeHus mpumMepa 69. dy (400 MI'n, CDCls) 8,75 (dd, J 2.4,
0,8 T'm, 1H), 8,16 (dd, J 8,7, 2,5 T'u, 1H), 7,49 (dt,J 7,7, 0,9 I'n, 1H), 7,27 (d, J 7,7 ', 1H), 6,83 (dd, J 8,6, 0,7
I'u, 1H), 5,29 (s, 2H), 4,00 (s, 3H), 3,60 (s, 3H), 2,84 (dd, J 8,9, 5,8 T'u, 2H), 2,70 (dd, J 8,5, 5,7 I'y, 2H), 2,19 (s,
3H), 2,06 (s, 3H). XKXMC (3P+) (M+H)" 378,2, BY 2.10 mMun (99%).

IMpumep 96. 3-{6-Metun-7-okco-8-[(1,3,5-tpumeTni- 1 H-mupazon-4-mwn)mermin|-5,6,7,8-retparuapo-1,8-
HaQTUPHUINH-2 -1} OCH3aMHI.

[Momydyanmu w3 mpomexyTouHoro mpoxaykra 77 wu  3-(4,4,5,5-terpamermi-1,3,2-nrokcaboposian-2-
WIT)0CH3aMU1a IT0 METOIUKE, aHAJIOTHYHON OTIMCAHHOM JJIs OJMYYCHUs coequHeHus npumepa 69. dy (400 MIw,
CDCl) 8,18 (t, J 1,8 ', 1H), 8,12-8,02 (m, 1H), 7,90 (ddd, J 7.8, 1,9, 1,1 I'n, 1H), 7,60-7,48 (m, 2H), 7,37 (d, J
7,6 T'n, 1H), 6,64 (s, 1H), 5,79 (s, 1H), 5,25 (d, J 8,2 T'u, 2H), 3,62 (s, 3H), 3,01-2,88 (m, 1H), 2,80-2,56 (m,
2H), 2,16 (s, 3H), 2,07 (s, 3H), 1,30 (d, J 6,4 'y, 3H). JKXMC (OP+) (M+H)" 404,3, BY 1,86 mun (100%).

[Mpumep 97. 3-Metun-7-[3-(Metuincynsponun)pennn]-1-[(1,3,5-rpumernn-1H-nupaszon-4-um)mernn|-3,4-
muruapo-1,8-nadrupunun-2(1H)-on.

[Moxyuanu u3 npomexyrouHoro npoaykra 77 u 2-[3-(mermicynshonmn)denun]-4,4,5,5-rerpameruin-1,3,2-
JMOoKcabopoaHa Mo METOJHKE, aHAJIOTHYHON OMUCAHHOW IJIs TIOJMyYeHUs COeAuHEeHMs mpumepa 69. oy (400
MI', CDCl5) 8,52 (t,J 1,8 I'n;, 1H), 8,27 (ddd, J 8,0, 1,8, 1,1 ', 1H), 7,98 (ddd, J 7,9, 1,9, 1,1 ', 1H), 7,67 (t,
17,8 'y, 1H), 7,56 (dd, J 7,6, 1,3 I', 1H), 7,42 (d, J 7,6 'y, 1H), 5,31 (s, 2H), 3,61 (s, 3H), 3,11 (s, 3H), 3,00-
2,88 (m, 1H), 2,75-2,58 (m, 2H), 2,20 (s, 3H), 2,04 (s, 3H), 1,30 (d, J 6,4 ', 3H). XKXMC (OP+) (M+H)" 439,2,
BY 2,03 muH (99%).
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IMpumep 98. 3-Merun-7-(1-okco-1,2,3,4-rerparunpounzoxunonus-7-mn)-1-[(1,3,5-tpumernin-1 H-nupazon-
4-nmmerun]-3,4-nuruapo-1,8-napupuann-2(1H)-om.

[Monydanu u3 mpoMexyTodHoro npoxaykra 77 u 7-(4,4,5,5-tetpamernin-1,3,2-muokcaboponan-2-un)-3,4-
muruapon3oxuHoanH-1(2H)-oHa mo MeToanke, aHATOTUYHOW ONMMCAHHOW JJIS TIOMYYSHUs COSTUHEHUS pUMeEpa
69. dy (400 MI'y, CDCl;) 8,60 (d, J 2,0 ', 1H), 8,18 (dd, J 7,9, 2,0 I'n, 1H), 7,51 (d, J 7,7 T'u, 1H), 7,46 (d, J
7,6 I'n, 1H), 7,33 (d, J 8,0 I'y, 1H), 5,32 (d, J 2,8 I'y, 2H), 3,70-3,54 (m, 5H), 3,08 (q, J 7,6, 6,6 I'n, 2H), 2,91
(dd, J 14,1, 4,3 T'u, 1H), 2,80-2,46 (m, 2H), 2,21 (s, 3H), 2,06 (s, 3H), 1,28 (d, J 6,4 T'u, 3H). XKXMC (3P+)
(M+H)" 430,3, BY 1,95 mun (98%).

IIpumep 99. 7-(3-Metokcudenwn)-3-metuin-1-[(1,3,5-rpumernin-1 H-upazon-4-mwn)metmn|-3,4-quruapo-
1,8-madprrpuann-2(1H)-oH.

[Moxywamn wu3 mnpomexyroyHoro mnponykra 77 u 2-(3-merokcudenmn)-4,4,5,5-rerpamermi-1,3,2-
MoKcabopoaHa Mo METOJHKE, aHAJIOTHYHON OMUCAHHOW Ui TIOJMy4YeHUs COeAWHEeHMs mpumepa 69. oy (400
MTI'n, IMCO-d¢) 7,70 (d, J 7,7 T'u, 1H), 7,65-7,52 (m, 2H), 7,40 (t, J 7,9 I'n, 1H), 7,00 (dd, J 8,3, 2,6 I';, 1H),
5,17 (d, J 9,1 I';, 2H), 3,82 (s, 3H), 3,50 (s, 3H), 2,95 (dd, J 14,9, 4,9 T'u, 2H), 2,80-2,55 (m, 2H), 2,10 (s, 3H),
1,93 (s, 3H), 1,17 (d, J 6,5 Ty, 3H). XKXMC (3P+) (M+H)" 391,2, BY 2,49 mun (99%).

Mpumep 100. 3-Metun-7-(mupunus-3-un)-1-[(1,3,5-rpumernn-1H-nupazon-4-um)merun]-3,4-nuruapo-
1,8-nadrupunun-2(1H)-on.

[Momydyanmu w3 mnpomexyTouHoro mnpoaykra 77 wu  3-(4,4,5,5-terpamermi-1,3,2-nrokcabopoian-2-
WI)THPUAMHA [0 METOWKE, aHAIIOTUYHOW OIMCAHHOW IS MONydeHHs coeanHeHus npumepa 69. oy (400 M,
CDCl) 9,16 (d, J 3,0 T'm, 1H), 8,73-8,53 (m, 1H), 8,25 (d, J 7,9 T'n, 1H), 7,54 (d, J 7,6 T'y, 1H), 7,46-7,31 (m,
2H), 5,29 (s, 2H), 3,60 (s, 3H), 3,01-2,85 (m, 1H), 2,77-2,54 (m, 2H), 2,18 (s, 3H), 2,04 (s, 3H), 1,29 (d, J 6,3
I'n, 3H). JKXMC (9P+) (M+H)" 362,3, BY 1,88 mun (98%).

IMpumep 101. 7-(6-Metokcurmupuann-3-nun)-3-metui-1-[(1,3,5-tpumernin-1H-upazon-4-wn)metwn]-3,4-
muruapo-1,8-madrupuann-2(1H)-on.

[Moxyganu 13 MPOMEKYTOYHOTO MPOAYKTA 77 M (6-METOKCHUIUPUANH-3-M1)00POHOBOH KHCIIOTHI IO METO-
JIMKE, aHAJIOTMYHOM OMMMCAHHOW IJIS TIONy4deHusT coennHeHus nmpumepa 69. oy (400 MI'n, CD;0D) 8,79 (m, 1H),
8,32 (d, J 7,6 'y, 1H), 7,05 (m, 1H), 7,48 (m, 1H), 6,92 (m, 1H), 5,13 (m, 2H), 4,08 (s, 3H), 3,60 (s, 3H), 3,01
(m, 1H), 2,81-2,60 (m, 2H), 2,20 (s, 3H), 2,00 (s, 3H), 1,20 (d, 3H). JKXMC (3P+) (M+H)" 392,2, BY 1,20 Mun
(98%).

MMpumep 102. 7-®rop-5-(2-prop-4-meroxcupennn)-3-[(1,3,5-rpumernn-1H-nupazon-4-umm)mernn]-1,3-
6ensokca3on-2(3H)-ox.

[Tony4anu w3 MpoMeKyTOIHOTO TIpoAykTa 78 U (2-hTop-4-MeTokcH(eHNIT)00OPOHOBOH KUCIOTHI TI0 METO-
JIMKE, aHAJIOTUYHOW OMUCAHHOM IS TOyYeHUs COequHeHus nmpumepa 69. oy (400 MI'n, CD;0D) 7,26 (ddd, J
8,3,6,6,1,3 I'm, 1H), 7,04 (dd, J 11,4, 1,8 I'u, 1H), 6,89 (dt, J 11,4, 1,8 T'm, 1H), 6,76 (ddd, J 8,6, 6,7, 1,9 I'y,
2H), 4,86 (s, 2H), 3,80 (s, 3H), 3,70 (s, 3H), 2,30 (s, 3H), 2,20 (s, 3H). )KXMC (DP+) (M+H)" 400,2, BY 2,48
muH (100%).

Ipumep 103. 7-®rop-5-(6-meTokcunupuanH-3-un)-3-[(1,3,5-rpumernin-1 H-mupazon-4-wn)metwn]-1,3-
6ensoxca3on-2(3H)-oH.

[Toydanu w3 MPOMEKYTOIHOTO TIPOAYKTa 78 M (6-METOKCUTTUPHUINH-3-MIT)OOPOHOBOM KHCIOTHI 10 METO-
JTMKe, aHAJIOTHYHOM OIMMCAaHHOM JJIS MONYyYeHHs COeqUHEeHHs puMepa 69. oy (400 MI', CD;0OD) 8,31 (d, J 2,6
I'y, 1H), 7,87 (dd, J 8,8, 2,5 I'y, 1H), 7,22 (d, J 11,3 T'w, 1H), 7,05 (s, 1H), 6,89 (d, J 8,7 'y, 1H), 4,93 (s, 2H),
3,95 (s, 3H), 3,69 (s, 3H), 2,34 (s, 3H), 2,22 (s, 3H). )KXMC (DP+) (M+H) " 383,2, BY 2,27 mun (97%).

ITpumep 104. 7-®rop-5-(1H-unpon-4-mn)-3-[(1,3,5-rpumernn-1 H-nmupazon-4-nm)merun]-1,3-
6enzokcazon-2(3H)-ox.

[Moxywamn u3 mpomexxyTouHoro nponykra 78 u 4-(4,4,5,5-rerpameruin-1,3,2-muokcadoposnan-2-wm)-1H-
WHJOJA 10 METOIWKE, aHAJOTUYHOW OINHUCAaHHOW JUIs TOJYYeHHS COeAWHeHus npuMmepa 69. Oy (400 MIw,
JAMCO-dy) 11,35 (s, 1H), 7,50-7,40 (m, 2H), 7,18 (t,J 7,7 I'n, 1H), 7,17-7,07 (m, 3H), 6,34 (s, 1H), 4,90 (s, 2H),
3,63 (s, 3H), 2,24 (s, 3H), 2,08 (s, 3H). JKXMC (3P+) (M+H)" 391,2, BY 2,32 mun (99%).

IIpumep 105. 7-®rop-5-(mupuann-3-wmn)-3-[(1,3,5-tpumerni- 1 H-mupason-4-mwn)metwi |- 1,3-6eH30Kca301-
2(3H)-omn.

[Momyyanu U3 MPOMEKYTOYHOTO MPOAYKTA 78 M MHPUANH-3-00pPOHOBOW KHCIIOTHI IO METOIUKE, aHAJIOTHY-
HOW OITMCAHHOW JUTS MOJIYYCHHUs coenHeHus mpuMepa 69. oy (400 MI'u, CD;0D) 8,76 (s, 1H), 8,56 (d, J 4,8 I',
1H), 8,05 (dd, J 8,0, 2,2 T'n, 1H), 7,67-7,42 (m, 1H), 7,33 (d, J 11,1 'y, 1H), 7,16 (s, 1H), 4,95 (d, J 1,5 'y, 2H),
3,69 (s, 3H), 2,34 (s, 3H), 2,22 (s, 3H). JKXMC (3P+) (M+H)" 353,1, BY 1,96 musn (99%).

IMpumep 106. 5-[3-(TudrTopmeroxcu)denun]-7-pTop-3-[(1,3,5-Tpumerni-1H-upazon-4-wm)metwn]-1,3-
6enzokca3on-2(3H)-ox.

[Moxyganu u3 nmpoMexxyToyHoro npoaykra 78 u 3-(audropMeTokcH)(heHIO0pOHOBOH KHUCIIOTHI TI0 METO-
JTMKEe, aHAJIOTUIHON OMMCAHHOMW JIJISl TTOJYdeHUsT coequHeHus ipuMepa 69. oy (400 MI'y, CD;0D) 7,49 (t,J 7,9
I'y, 1H), 7,41 (d, J 7,8 ', 1H), 7,34-6,67 (m, 5H), 4,93 (s, 2H), 3,69 (s, 3H), 2,34 (s, 3H), 2,22 (s, 3H). XKXMC
(OP+) (M+H)" 418,2, BY 2,71 mun (97%).

IMpumep 107. tper-bytun-4-{7-prop-2-okco-3-[(1,3,5-rpumernin-1H-nmpazon-4-nm)merun]-2,3-1uruapo-
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1,3-6en30Kcazon-5-mi}-3,6-muruaponupuant- 1 (2H)-kapbokcnnar.

[Moxyganu n3 MpoMexyTO4HOTO MpoxykTa 78 u Tper-oytnin-4-(4,4,5,5-rerpamerni-1,3,2-anokcabopoiaH-
2-un)-5,6-muruaponupuani- 1 (2H)-kapOokcuinara mo MEeTOAMKe, aHATOTHYHOW ONMHMCAHHOW JJISl TTOJTYYCHHS CO-
eauHeHMs pumepa 69. dy (400 MI'u, CD;0D) 7,05 (d, J 11,8 ', 1H), 6,88 (s, 1H), 6,08 (s, 1H), 4,88 (s, 2H),
4,06 (s, 2H), 3,70 (s, 3H), 3,61 (m, 2H), 2,46 (t, J 5,5 I'n, 2H), 2,38 (s, 3H), 2,21 (s, 3H), 1,49 (s, 9H). 2KXMC
(3P+) (M+H)" 457,3, BY 2,77 MuH (98%).

[Tpumep 108. 7-Ddtop-5-[2-(MopdomuH-4-wn) mupuMuIuH-5-1m1]-3-[(1,3,5-tpumerwi- 1 H-nmupazon-4-
nn)mernn]-1,3-6enzokcazon-2(3H)-on.

[Tony4anu U3 mMpoMeKyTOUYHOTO MPOayKTa 78 U 2-(MOPGhOIMH-4-WIT)THPUMHIAH-5 -HI00POHOBON KUCIIOTHI
MO0 METOJUKE, AaHAJIOTUYHOW OMUCAHHOW JUTS IOMYYCHHUs CoOeMuHeHus npumMepa 69. dy (400 MI', CD;0D) 8,56
(s, 2H), 7,21 (d, J 11,4 ', 1H), 7,02 (s, 1H), 4,86 (s, 2H), 3,83 (q, J 4,4, 4,0 I';, 4H), 3,76 (q, J 4,3 ', 4H), 3,69
(s, 3H), 2,34 (s, 3H), 2,22 (s, 3H). JKXMC (3P+) (M+H)" 439,2, BY 2,30 mun (97%).

Mpumep 109. 7-®rop-5-(6-MeTokcunupuauH-2-ni)-3-[(1,3,5-rpumernin-1H-nupazon-4-uwm)mernn]-1,3-
6enzokcazon-2(3H)-ox.

[Moxyganu U3 MPOMEXYTOYHOTO MPOJIYKTa 78 M 6-METOKCUIUPUANH-2-00POHOBOI KHUCIIOTHI MO0 METOAUKE,
AHAJIOTMYHOM OTIMCAHHOM IS TOydeHusl coeAMHeHUs pumMepa 69. oy (400 MI', CD;0D) 7,76-7,64 (m, 2H),
7,59 (d, J 1,7 I'u, 1H), 7,39 (d, J 7,7 I'u, 1H), 6,74 (d, J 8,2 I'u, 1H), 4,94 (d, J 1,6 T'u, 2H), 4,00 (d, J 1,6 'y,
3H), 3,68 (s, 3H), 2,34 (s, 3H), 2,27 (s, 3H). XKXMC (OP+) (M+H)" 383,2, BY 2,49 mun (98%).

Ipumep 110. 7-®rop-5-(2-meTokcunupuana-4-un)-3-[(1,3,5-rpumernin-1 H-mupazon-4-wm)metwn]-1,3-
6ensokca3on-2(3H)-oH.

[Toy4anu 13 MPOMEKYTOYHOTO MPOIYKTa 78 M 2-METOKCUTTUPUIUH-4-00pOHOBOM KHUCIIOTHI 10 METOJIMKE
AHAJIOTUYHOW OMHCAHHOW JUIS OJIYYCHUS COeTUHeHuUs mpumepa 69. &y (400 MI', CD;0D) 8,22-8,15 (m, 1H),
7,35 (dt,J 11,4, 1,7 I'y, 1H), 7,15 (dd, J 8,1, 2,4 T'u, 2H), 6,96 (s, 1H), 4,94 (d, J 1,4 I'y, 2H), 3,98 (s, 3H), 3,69
(s, 3H), 2,34 (s, 3H), 2,23 (s, 3H). JKXMC (OP+) (M+H)" 383,2, BY 2,20 mun (98%).

[Tpumep 111. 5-(3-Auerundennn)-7-pTop-3-[(1,3,5-rpumernn- 1 H-mupazon-4-wm)metwn]-1,3-
6ensokca3on-2(3H)-oH.

[Moxyganu 13 MPOMEKYTOYHOTO NpoayKTa 78 U 3-aneTniadeHmI00pOHOBOM KUCIOTHI 10 METOIUKE, aHAJIO-
TUYHOHN ONMMCAaHHOW JJIs TOJNydeHWsl coemuHeHus mpumepa 69. oy (400 MI'n, CD;0D) 8,12 (d, J 2,1 T'm, 1H),
8,01 (d,J7,6 Ty, 1H), 7,81 (d,J 7,7 I'u, 1H), 7,60 (t,J 7,8 I'n, 1H), 7,30 (d,J 11,3 I'y, 1H), 7,10 (s, 1H), 4,94 (s,
2H), 3,71 (s, 3H), 2,66 (s, 3H), 2,36 (s, 3H), 2,22 (s, 3H). XKXMC (OP+) (M+H)" 394,2, BY 2,45 mun (98%).

Mpumep 112. 7-®rop-5-(1-mermn-1H-nmupazon-5-nn)-3-[(1,3,5-rpumernin-1H-nupazon-4-um)mernn]-1,3-
6enzokcazon-2(3H)-ox.

[Moxyganu n3 npomexyTogHoro npoaykra 78 u 1-mermi-1H-nupaszon-5-ua0opoHOBOH KHCIOTEI IO METO-
JIUKE, aHATIOTHYHON OMMCAHHOW JUTS MOJTyYeHHs COeAnHeHUs mpumepa 69. oy (400 MI'n, CD;0D) 7,50 (t, J 1,9
I'm, 1H), 7,14 (d, J 10,7 ', 1H), 6,91 (s, 1H), 6,39 (m, 1H), 4,92 (s, 2H), 3,81 (s, 3H), 3,69 (s, 3H), 2,31 (s, 3H),
2,19 (s, 3H). XKXMC (9P+) (M+H)" 356,2, BY 2,16 mun (100%).

IMpumep 113. 7-®rop-5-[3-(1H-mmpazon-1-mn)dpernn]-3-[(1,3,5-tpumernn-1 H-mupazon-4-un)mernn]-1,3-
6ensokca3on-2(3H)-oH.

[Mony4anu u3 mpomMexytodnoro npoaykra 78 u [3-(1H-mupazon-1-mr)hennn]|60poHOBOIH KHCIOTHI 10 Me-
TOJIMKE, aHAJIOTHYHOW OMMCAHHOW JUIA TONYyYeHUs coeauHeHus npumepa 69. oy (400 MI'n, CD;OD) 8,38 (s,
1H), 7,97 (s, 1H), 7,79-7,67 (m, 2H), 7,63-7,41 (m, 2H), 7,35 (d, J 11,4 I'u, 1H), 7,16 (s, 1H), 6,57 (s, 1H), 4,95
(s, 2H), 3,70 (s, 3H), 2,36 (s, 3H), 2,23 (s, 3H). XKXMC (DP+) (M+H) 418.2, BY 2,46 mun (99%).

[Mpumep 114. 7-®drop-5-[3-(1H-mupazon-5-un)pennn]-3-[(1,3,5-rpumernin-1H-nmupazon-4-mmn)mernn]-1,3-
6enzokca3on-2(3H)-ox.

[Moxyuamm u3 npomexyrouHoro npoaykra 78 u [3-(1H-nupaszon-5-wm)dennn|60poHoBOIT KUCIOTHI O Me-
TOJMKE, aHAIOTHIHONW ONMMCAHHOW IS TOJYdeHHs coenuHeHus npumepa 69. oy (400 MI'n, CD;OD) 7,97 (s,
1H), 7,78 (t, J 4,6 Ty, 1H), 7,70 (s, 1H), 7,51 (d, J 4,4 T'n, 2H), 7,31 (d, J 11,4 I'u, 1H), 7,13 (s, 1H), 6,75 (d, J
2,3 T, 1H), 4,94 (s, 2H), 3,69 (s, 3H), 2,35 (s, 3H), 2,24 (s, 3H). JKXMC (DP+) (M+H)" 418,2, BY 2,29 mun
(99%).

[Tpumep 115. 7-®dTop-5-(2-proprupunua-3-mn)-3-[(1,3,5-tpumern- 1 H-mupazon-4-un)mernn]-1,3-
6ensokca3on-2(3H)-oH.

[Tosy4anu U3 MPOMEKYyTOTHOTO MPOoAyKTa 78 U (2-pTOpIUpUINH-3-1IT)00POHOBOM KHUCIIOTHI IT0 METOIUKE,
AHAJIOTUYHOW OTIMCAHHOM IJIS MOJMYYCHUs COeTUHEHUS mpuMepa 69. oy (400 MI', CD;0D) 8,21 (dq, J 4,5, 2,5,
2,0 I'u, 1H), 8,04 (ddd, J 9,8, 7.5, 2,1 I'y, 1H), 7,42 (ddt, J 7,6, 4,6, 2,2 T'n, 1H), 7,25 (dd, J 11,4, 2,6 T'u, 1H),
7,09 (q, J 1,9 T, 1H), 4,92 (s, 2H), 3,69 (s, 3H), 2,33 (s, 3H), 2,20 (s, 3H). )KXMC (3P+) (M+H)" 371,1, BY
2,22 muH (99%).

ITpumep 116. 7-®rop-5-(6-proprmpuann-3-mn)-3-[(1,3,5-tpumernn-1 H-ntupazon-4-un)mernin]-1,3-
6enzokcazon-2(3H)-ox.

[Moxyganu u3 NpoMeKyTO4HOTO NpoayKTa 78 U (6-hTOpIUPHINH-3-11)00POHOBOM KHCIOTHI 110 METOAUKE,
AQHAJIOTMYHOW OMMCAHHOMW IJIs MOJIYyUEHHUsT coennHeHusT mpumMepa 69. oy (400 MI'm, CD;0D) 8,40 (d, J 2,6 I'n,
1H), 8,18-8,07 (m, 1H), 7,29 (d, J 11,1 I'u, 1H), 7,21-7,10 (m, 2H), 4,93 (s, 2H), 3,69 (s, 3H), 2,34 (s, 3H), 2,21
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(s, 3H). KXMC (3P+) (M+H)" 371,2, BY 2,36 Mun (99%).

Mpumep 117. 7-®Drop-5-(xuHomuH-8-mn)-3-[(1,3,5-Tpumerun-1 H-nupazon-4-na)mermin]-1,3-6en30kcazoin-
2(3H)-omn.

[Momyyanu U3 MPOMEKYTOUHOTO MPOAYKTA 78 M XMHOIMH-8-MIOOPOHOBOH KHCIOTHI IO METOAWKE, aHAJIO-
TUYHOW OMMCAHHON JUIA MOJMYUYCHHs coequHeHus mpumepa 69. dy (400 MI'y, CD;0D) 8,84 (dd, J 4,2, 2,0 T'm,
1H), 8,44 (m, 1H), 7,98 (d, J 8,0 T'u, 1H), 7,80-7,48 (m, 3H), 7,23 (d, J 11,2 I', 1H), 7,19 (s, 1H), 4,91 (s, 2H),
3,65 (s, 3H), 2,23 (s, 3H), 2,19 (s, 3H). JKXMC (3P+) (M+H)" 403,2, BY 2,41 mun (100%).

[Tpumep 118. 7-®1op-5-(3-metokcudennn)-3-[(1,3,5-tpumernin- 1 H-mupazon-4-um)mernn]-1,3-
6ensokca3on-2(3H)-oH.

[Toy4anu U3 MPOMEKYTOTHOTO MPOAYKTa 78 M 3-METOKCHU(PEHIIOOPOHOBOH KUCIOTHI TI0 METOJIUKE, aHa-
JIOTUYHON OMUCAHHOMW JJIS TMOJTYYeHHs coenuHeHus npumepa 69. oy (400 MI', CD;0D) 7,35 (t, J 8,0 I'i, 1H),
7,21 (dd, J 11,4, 1,9 I'u, 1H), 7,09 (d, J 7,6 Tu, 1H), 7,04 (d, J 3,6 T', 2H), 6,94 (dd, J 8,4, 2,3 I'u, 1H), 4,92 (s,
2H), 3,85 (s, 3H), 3,68 (s, 3H), 2,33 (s, 3H), 2,23 (s, 3H). XKXMC (OP+) (M+H)" 382,2, BY 2,62 mun (99%).

Mpumep 119. 3-{(2R)-2-Metun-4-[(2-metmnumuaasol 1,2-amupuaus-3-mwi)metwi|-3-okco-2H,3H,4H-
upuno[3,2-b][1,4]okcasun-6-mi} 6eH3aMu .

IMomyyanu u3 panemuyeckoro coeaunenus npumepa 74 (300 mr) myrem pasaeicHHs SHAHTHOMEPOB C UC-
MOJIb30BaHUEM XHUpanbHOi npenapatuBHoi BOXKX (komonka: Chiralcel OD-H, 25 cm; noxBmxHas ¢asa: cMech
rentad:EtOH cocraBa 90:10; ckopocth motoka: 18 mu/mun; YO® mpu 215 HM); OoTydain UCKOMOE COSIMHEHNE
(147 mr) u cooterctBytommii (S)-uzomep (50 mr). dy (500 MI', AMCO-de) 8,64 (d, J 6,9 T'i, 1H), 8,50 (m,
1H), 8,12 (m, 2H), 7,92 (m, 1H), 7,71 (d, J 8,2 T'u, 1H), 7,55 (m, 2H), 7,46 (s, 1H), 7,38 (d, J 9,0 'y, 1H), 7,12
(m, 1H), 6,69 (td, J 6,8, 1,0 I'u, 1H), 5,75 (m, 2H), 4,96 (q, J 6,7 T'u, 1H), 2,29 (s, 3H), 1,51 (d, J 6,7 'y, 3H).
HXX-MC: MH+ m/z 428, BY 56,65 mun (OU 99%). Meroauka D, BOXXX-MC: MH+ m/z 428, BY 2,75 mun
(100%).

Mpumep  120.  7-(ITumepuaun-3-un)-1-[(1,3,5-tpumeTtmin-1 H-mupazon-4-nn)mernn]-3,4-muruapo-1,8-
HadTUpUANH-2-0H.

K pactBopy coemunenus npumepa 94 (1,6 r, 0,045 mons) B EtOH (25 mi) u 1 H. pactBope HCI (16 M) mo-
6aBismn PtO,. PeakimoHnylo cMech nepeMerrBaiy B aTMocdepe Bogopoa NpHu AaBieHUH, paBHOM 60 QyHT-
CcHITa/MoiM’, TIpH TeMIIEpaType OKPYKAIOIIeH cpe/ibl B TeUeHHe § U, 3aTeM (HIBTPOBANHM uepe3 Heut. OpraHu-
YECKHH CIIOW KOHLEHTPUPOBAIM U HEOUMIIEHHBIH OCTaTok pacTtBopsiau B JIXM (25 mun), 3atem 3HaueHue pH
yCTaHaBIMBaIHU PABHBIM 7 HACBIIIEHHBIM BOAHBIM pacTBopoM NaHCO;. Opranuueckuil cioi OTAEISIN, CYIIUIN
¥ KOHIICHTPHPOBaIH. HEOUNIeHHBIH OCTaTOK OYHIIAIHN C IOMOIIBI0 KOJIOHOYHOH XpomaTtorpaduul (IHOKCHI
kpemauns: 100-200 menr; 2% MeOH B IXM) u nonydanu uckomoe coemunenue (1,2 r, 75%). &y (400 MI'w,
CDClL) 7,42 (dd, J 7,5, 1,1 'y, 1H), 6,82 (d, J 7,5 I'y, 1H), 5,13 (d, J 1,3 I'u, 2H), 3,68 (s, 3H), 3,56-3,42 (m,
1H), 3,39-3,27 (m, 1H), 3,20-3,09 (m, 1H), 2,83 (t,J 7,6 I'y, 2H), 2,67 (td, J 7,6, 7,0, 2,4 I'ny, 2H), 2,27 (s, 3H),
2,07 (t, J 12,8 T'm, 2H), 2,00 (s, 3H), 1,95-1,83 (m, 2H), 1,80-1,70 (m, 2H). JKXMC (3P+) (M+H)" 354.4, BY
1,39 muH (91%).

[Tpumep 121. 3-{7-Oxco-8-[(1,3,5-Tpumerni-1 H-mupazon-4-un)merwn]-5,6,7,8-rerparuapo-1,8-
HaTUpUINH-2 -1} THIIepuInH- 1 -kapOoKcaMuI.

K pactBopy coenunenus npumepa 120 (0,2 r, 0,00054 mons) B AcOH (3 mu), BeinepxuBaemomy mpu 0°C,
no6asismn KOCN (0,883 1, 0,01 mons). Peaknmonnyto cmecs nepememnusanu npu KT B Tewenue 1 4, 3arem
pactBopsuti B EtOAc (15 mu). 3Hauenue pH ycranaBinBany paBHBIM 7 HachIIEHHBIM BOJHBIM pacTBopoM Na-
HCO;. Opranunueckuil cioif OTAEIsUIN, CYIINIA U KOHUEHTpUpoBaau. HeouneHHsIi 0CTaTOK O4MIamy C Io-
mombto npenaparuBHoit TCX (TonkocioitHas xpomarorpadus) (100% EtOAc) u momyvann HCKOMOE COeJiHE-
Hue (5,9 mr, 32%). 6y (400 MI'n, IMCO-d¢) 7,55 (d, J 7,5 ', 1H), 6,92 (d, J 7,5 Ty, 1H), 5,91 (s, 2H), 5,05 (s,
2H), 4,00 (dd, 1H), 3,54 (s, 3H), 2,85-2,73 (m, 2H), 2,68 (t, J 11,7 T'm, 2H), 2,60 (dd, J 8,7, 6,0 I'u, 2H), 2,17 (s,
3H), 1,97 (s, 3H), 1,91 (q, J 7.1, 4,6 T, 2H), 1,71-1,57 (m, 2H), 1,53-1,38 (m, 2H). JKXMC (OP+) (M+H)" 397,
BY 1,80 muH (98%).

IIpumep 122. 3-Metun-7-(munepuaua-3-mn)-1-[(1,3,5-rpumernin- 1 H-mupazon-4-min)meTwn|-3,4-quruapo-
1,5-HadTrpuanH-2-0H.

[Mony4anu u3 coenuHeHus: mpuMepa 87 1Mo METOAMKE, aHATOTUIHON OMMCAHHOW IS TIOYYSHHsI COeINHE-
Hus npuMepa 120; momyganu uckomoe coeaunaenue (52 mr). oy (400 MI'n, JIMCO-dy) 8,00 (s, 1H), 7,19 (s, 1H),
5,20 (m, 1H), 4,80 (m, 1H), 4,10 (br s, 1H), 3,58 (s, 3H), 3,19 (s, 1H), 3,00 (m, 3H), 2,78 (m, 2H), 2,72-2,48 (m,
3H), 2,19 (s, 3H), 1,99 (s, 3H), 1,80-1,75 (m, 2H), 1,95 (d, J 5,9 I'y, 3H).

Mpumep 123. 3-{7-Merun-6-oxco-5-[(1,3,5-tpumernn-1H-nupazon-4-nn)merun)-5,6,7,8-rerparnapo-1,5-
HadTupuIuH-3 -1} TunepunH- 1 -kapookcaMu.

[onydanu u3 coenuHeHus: npumepa 122 nmo mMeToauke, aHAIOTUYHOW OMMCAHHOMN AJISl MOJyYEHHUsl COeNlr-
HeHus npuMepa 121; momydanu nckomoe coeaunerne (18 mr, 8%). oy (400 MI', CD;0D) 8,05 (s, 1H), 7,27 (s,
1H), 5,21 (d, J 15,8 I'y, 1H), 4,94 (d, J 15,9 I'y, 1H), 4,02 (t,J 11,0 ', 2H), 3,63 (s, 3H), 3,11 (t,J 10,7 'y, 1H),
3,00-2,53 (m, 5H), 2,23 (d, J 3,2 I'y, 3H), 2,09 (d, J 2,5 'y, 3H), 1,95 (d, J 10,8 ', 2H), 1,79 (dd, J 10,7, 5,2 I'ny,
2H), 1,64 (q,J 12,4 T, 2H), 1,27 (d, J 5,8 T, 3H). KXMC (OP+) (M+H)" 411, BY 1,35 mun (97%).

Ipumep 124. 7-(1-Anerunmunepuaud-3-mwn)-1-[(1,3,5-rpumernn-1 H-mupazon-4-mwin)meTwn|-3,4-quruapo-
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1,8-nadrupunun-2(1H)-on.

K pacrBopy coennnenus npumepa 120 (0,2 r, 0,00056 mons) B JIXM (3 M), BeLaepxkuBaemomy mipu 0°C,
no6asnsmn upuaud (0,134 Mo, 0,0016 Moub), 3atem anetmixiopun (0,048 mi, 0,00067 monb). PeaknmonHyto
cmech nepemernuBany npu KT B Tedenune 3 4, 3aTeM KOHIICHTPUPOBAIH M OYHIIAIHN C IOMOIIBIO ITPETapaTUBHON
B3XX u noxywamu uckomoe coeaunenue (34 mr, 15%). dy (400 MI'u, IMCO-dg) 7,57 (t, J 7,4 T'u, 1H), 6,94
(dd, J 17,0, 7,5 'y, 1H), 5,06 (d, J 15,0 I'y, 2H), 4,43 (dd, 1H), 3,85 (t, J 15,2 I'y, 1H), 3,54 (s, 3H), 3,20 (t,J
12,3 Tm, 1H), 3,04 (t, J 13,0 I'u, 1H), 2,78 (t, J 7,4 I'n, 2H), 2,72-2,55 (m, 2H), 2,16 (s, 3H), 2,071,89 (m, 6H),
1,73 (t, J 11,9 T, 1H), 1,52 (d, J 13,0 T, 1H), 1,39 (d, J 12,7 Ty, 1H), 1,23 (s, 2H). XKXMC (OP+) (M+H)"
396,3, BY 1,73 mun (100%).

Ipumep 125. 7-[1-(Metmncynbdornn)munepunut-3-ui]-1-[(1,3,5-tpumermi- 1 H-nmupazon-4-um)mernin]-
3,4-nurunpo-1,8-nadTupuaun-2(1H)-on.

K pacrBopy coennnenus npumepa 120 (0,2 r, 0,00056 mons) B JIXM (3 M), BeLaepkuBaemomy mipu 0°C,
nobasisun upuauH (0,134 Mo, 0,0016 mons), 3atem Mesmwmxiopua (0,078 mi, 0,00078 moins). PeaknnoHnHy0
cMmech mepeMermBany pu KT B TedeHue 3 9, 3aTeM KOHIICHTPUPOBAIH U OYHIIAN C IIOMOIIIBIO MTPETapaTUBHON
BOXX u momydanu uckomoe coenunenue (36 mr, 15%). éy (400 MI'u, CDCl;) 7,39 (d, J 7,6 T, 1H), 6,82 (d, J
7,4 T, 1H), 5,18 (q, J 14,6 'y, 2H), 4,01-3,74 (m, 2H), 3,65 (s, 3H), 2,97 (d, J 10,7 I'u, 1H), 2,81 (d, J 13,2 I',
5H), 2,67 (q, J 8,2, 7,4 T, 3H), 2,26 (s, 3H), 2,05 (s, 3H), 1,91 (d, 1H), 1,72 (dt, 4H). XKXMC (3P+) (M+H)"
432,3, BY 1,90 mun (98%).

[Tpumep 126. 3-{6-Metun-7-okxco-8-[(1,3,5-tpumeTmi- 1 H-nmupazon-4-nn)mernn]-5,6-muruapo-1,8-
HaQTUPHUINH-2 -WIT } TUTIEPUANH- | -KapOOKCaMuI.

[Monydanu u3 coenunenus: npuMepa 100 mo MeToauKe, aHATOTUIHONW OMMCAHHOMN ISl MOJyYEHHUST COCNIU-
HeHus nmpuMmepa 120, 3aTeM OMMCAHHOHN IS MONYYCHHs COeTUHEHUs puMepa 121; moiydann HCKOMOe COoeu-
Henue (30 mr, 18%). oy (400 MI'u, CD;0D) 7,53 (d, J 7,5 'y, 1H), 6,94 (d, J 7,6 I'n, 1H), 5,35-5,05 (m, 2H),
4,08 (dd, J 63,1, 11,9 I'u, 2H), 3,62 (s, 3H), 3,14-2,73 (m, 3H), 2,73-2,48 (m, 2H), 2,23 (s, 3H), 2,13-1,94 (m,
5H), 1,78 (t, J 12,4 Ty, 2H), 1,63 (t, J 13,3 T', 1H), 1,21 (dd, J 6,3, 2,0 ', 3H). XKXMC (OP+) (M+H)" 411,3,
BY 1,68 muH (99%).

Mpumep 127. 7-(1-Auermnmmunepuans-3-un)-3-metwi-1-[(1,3,5-rpumernin-1H-nupazon-4-mn)merun]-3,4-
quruapo-1,8-nadrupunun-2(1H)-on.

[onyuanu u3 coenunenus: npumepa 100 mo mMeToauke, aHAIOTUYHOW OMMCAHHOMN AJISl MOJYYEHUSI COeNU-
HeHus npumepa 120, 3aTeM ONMCaHHOM IS MONYYeHHs COeIUHEHUs puMepa 124; moiayyanu UCKOMOE COelu-
genwe (8 mr). JKXMC (9P+) (M+H)" 410,3, BY 2,05 mus (96%).

Ipumep 128. 3-Metwmin-7-[ 1-(meTuncynsdonmn)nunepunnn-3-wil-1-[(1,3,5-tpumeTnn-1 H-upazon-4-
nn)mernn|-3,4-nurunpo-1,8-napTupuaua-2(1H)-ow.

[Monydanu u3 coenunenus npuMepa 100 mo MeToauKe, aHATOTUIHONW OMMCAHHOMN ISl MOJYYEHHUST COCNIU-
HeHus mpuMmepa 120, 3aTeM OMMCAHHOHN IS MONYYCHHs COSTUHEHUs puMepa 125; moiydanu HCKOMOe COeNn-
Henue (25%). dy (400 MI'n, CDCl;) 7,38 (d, J 7,4 ', 1H), 6,94-6,68 (m, 1H), 5,36-4,97 (m, 2H), 4,08-3,75 (m,
2H), 3,65 (d, J 2,0 I'u, 3H), 3,07-2,92 (m, 1H), 2,91-2,74 (m, 4H), 2,74-2,45 (m, 4H), 2,25 (d, J 5,9 I'u, 4H), 2,06
(d, J 6,7 Tu, 4H), 1,78-1,65 (m, 2H), 1,25 (dd, J 6,5, 3,5 Ty, 3H). JKXMC (OP+) (M+H)" 446,3, BY 2,00 mun
(97%).

Mpumep 129. 6-{2-Merun-3-oxco-4-[(1,3,5-tpumernin-1H-nmpazon-4-wn)merun]-2H,3H,4H-tupunol[ 3,2-
b][1,4]okca3un-6-nn}-2,3-muruapo-1,2-6ensoruazon-1,1-guokcu.

K pactBopy npomexyrouHoro mpoaykra 144 (250 mr, 0,57 mMouis) B 6e3BogHOM 1,4-mriokcane (5 mir) go-
Oapmsun 6-0pom-2,3-muruapo-1,2-6enzoruazon-1,1-muokcun (162 mr, 0,63 Mmonb) u 2 M BOAHBIA pacTBOP
Na,COs (0,85 M) u cMech erasupoBasid ¢ TOMoIIbio N, B TeueHue 5 muH. Jlo6asmsmu Pd(dppf)Cl, (23,27 wmr,
0,03 MMOITB) U cMecCh JIeTa3upoBali ¢ MOMOINBI0 N, B TeueHHEe 5 MUH, 3aT€M HarpeBalid B TEPMETU3UPOBAHHON
npobupke mipu 100°C B Teuenue 1 4. [Tocnme oxnmaxnenus nodasmsmu EtOAc (20 mi) u Boxy (20 mur). Bogusrit
cioit skcTparupoBanu ¢ momonibio EtOAc (20 Mir) m 00beIMHEHHBIE OpPTraHUYECKHE CIIOW MPOMBIBATIH PACCOJIOM
(20 mm), 3atem cymmnu (Na,SO,4). PactBopurens ynansany B Bakyyme. OCTaTOK OYHUIIAIN € TIOMOIIBIO TIpernapa-
tuBHOH BDXKX (Merommka D) m momywanu mckomoe coenuaenue (145 mr, 55%) B BHIE CBETIO-KOPHUYHEBOTO
TBeporo BemecTsa. Oy (500 MI'y, AMCO-de) 8,35 (s, 1H), 8,34 (d, J 8,3 I'u, 1H), 7,88 (s, 1H), 7,79 (d, J 8,2
I'u, 1H), 7,67 (d,J 8,1 T'n, 1H), 7,54 (d,J 8,2 ', 1H), 5,16 (s, 2H), 4,93 (q, J 6,7 I'u, 1H), 4,47 (s, 2H), 3,54 (s,
3H), 2,17 (s, 3H), 1,96 (s, 3H), 1,51 (d, J 6,7 ', 3H). Metoauka D, BOXX-MC: MH+ m/z 454,3, BY 2,56 mux
(98%).

Ipumep 130. 6-{4-[(2,4-AumeTrmmupunus-3-wn)metui |-3-okco-2H,3H,4H-mupuno[3,2-b][ 1,4 ]Jokcazun-6-
wi}-2,3-murunpo-1,2-6en3zornazon-1, 1 -nuokeua.

[Moxyuanu u3 mpoMexxyToyHoro npoxykra 146 u 6-6pom-2,3-nurunpo-1,2-6en3oruason-1,1-1uokcuna mo
METOJMKE, aHAIOTUYHOM OMUCAHHOW JUTS TOYYeHUs coequHeHus npumepa 129. dy (500 MI'u, IMCO-dy) 8,15
(d,J4,9T'u, 1H), 8,09 (dd, J 6,2, 1,8 T'm, 2H), 7,86 (s, 1H), 7,71 (d, J 8,2 'y, 1H), 7,61 (d, J 8,6 I'n, 1H), 7,54 (d,
J8,2Tm, 1H), 7,06 (d, J 5,0 T'u, 1H), 5,37 (s, 2H), 4,85 (s, 2H), 4,44 (s, 2H), 2,44 (s, 3H), 2,35 (s, 3H). MeTtoau-
ka A, BOXKX-MC: MH+ m/z 437,1, BY 2,98 mun (99%).

[Tpumep 131. 6-{2-Metun-4-[(2-merunmupuanH-3-mwi)MeTwi |-3-okco-2H,3H,4H-mupuo[ 3,2-
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b][1,4]okca3un-6-nn}-2,3-muruapo-1,2-6ensoruazon-1,1-guokcus.

INomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 146 u 164 mo MeToArKe, aHATOTMYHOIN ONMMCAHHOHN Ui MOTY-
yeHHs coeauHeHus npumepa 129. &y (500 MI'n, AMCO-dg) 8,16-8,10 (m, 3H), 7,83 (s, 1H), 7,80 (d, J 8,3 I'.y,
1H), 7,57 (dd, J 8,2, 4,1 I', 2H), 7,39 (d, J 7,0 'y, 1H), 7,10 (dd, J 7.8, 4,8 I', 1H), 5,36 (d, J 15,8 T'u, 1H),
5,30 (d, J 15,8 I', 1H), 5,12 (q, J 6,7 I'y, 1H), 4,41 (s, 2H), 2,62 (s, 3H), 1,58 (d, J 6,8 'y, 3H). Meroauka D,
BOXX-MC: MH+ m/z 437,1, BY 1,69 mun (98%).

Ipumep 132.  6-{8-DTop-3-0kco-4-[(1,3,5-rpumeTnin-1 H-mmpazon-4-un)mernn]-3,4-nuruapo-2H-1,4-
OeH30kca3uH-6-11}-2,3-quruapo- 1,2-6en30Traszon- 1, 1 -muoxcum.

[Toy4anu u3 MpoMeKyTOUHOTO TpoaykTa 145 u 6-6pom-2,3-muruapo-1,2-6enzotnaszon-1,1-1uokcuaa mo
METOJMKE, aHAIOTUYHOM OMUCAHHOW JUTS TOYYeHUs coequHeHus npumepa 129. dy (500 MI'u, IMCO-dy) 8,03
(d,J 1,2 T'm, 1H), 7,94 (dd, J 8,1, 1,7 'y, 1H), 7,89 (s, 1H), 7,65 (d, J 8,1 'm, 1H), 7,47 (dd, J 11,5, 1,8 'y, 1H),
7,26 (s, 1H), 5,12 (s, 2H), 4,87 (s, 2H), 4,45 (s, 2H), 3,54 (s, 3H), 2,19 (s, 3H), 1,99 (s, 3H). Meroauka D,
B3XX-MC: MH+ m/z 457, BY 2,52 mun (98%).

IMpumep 133. 8-Drop-6-(4-okco-5,6,7,8-rerparuaporrnasonol4,5-clazenun-2-mn)-4-[(1,3,5-rpumernn-1H-
nupa3on-4-mn)metun|- 1,4-0eH30Kkca3uH-3-0H.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 145 u 167 mo MeToArKe, aHATOTMYHOIN ONMMCAHHOHN Ui MOTY-
qeHus coeauHenus npumepa 129. 6y (400 MI'n, CDCl;) 7,45 (s, 1H), 7,36 (dd, 1H, J 10,4, 1,8 I'm), 6,52-6,46
(m, 1H), 5,08 (s, 2H), 4,78 (s, 2H), 3,69 (s, 3H), 3,40 (m, 2H), 3,18 (t, 2H, J 7,1 T'm), 2,37 (s, 3H), 2,24-2,16 (m,
5H). XXMC (9P+) (M+H)" 456, BY 1,66 Mun (MeToauka 2).

[Tpumep 134.  8-Dtop-6-(4-0Kc0-4,5,6,7-TeTparunpo- 1-6enzorrnopen-2-mn)-4-[(1,3,5-rpumerwn-1 H-
nupazon-4-wi)metun|-3,4-murunpo-2H-1,4-6en3okcaznH-3-0H.

[Mony4anu u3 mpomexxyTouHOro npoaykra 145 u 2-6pom-6,7-muruapo-SH-6en3oTnoden-4-ona mo MeTo-
JTUKEe, aHAJIOTUIHON OMHUCAHHOW IS MOJydeHHs coenuHenus nmpuMepa 129. Meronuka D, BOXX-MC: MH+
m/z 440, BY 3,97 mus (98%).

ITpumep 135. 8-drop-6-(4-okco-3H-uppono[2,1-f][1,2,4]rpuazun-6-mn)-4-[(1,3,5-rpumernin-1H-
nmupason-4-mn)metun|- 1,4-0eH30Kkca3uH-3-0H.

[Moxyganmu n3 npomexyroyHoro npoaykra 145 u 6-6pom-3H-mmpposno([2,1-f][1,2,4]rpuaszun-4-oHa o Me-
TO/IMKE, AHAJOTMYHOH OMHCAHHOMN Ul MOJTyYeHHs coeanHenus npuMepa 129. XKXMC (DP+) (M+H)" 423, BY
1,21 muH (MeTomuka 3).

[Mpumep 136. (2R)-8-DTop-2-meTrn-6-(1 -mermn-1H-nupazono[4,3-bnupuaun-6-nm)-4-[(1,3,5-rpumern-
1H-niupazon-4-un)mernn]-3,4-nuruapo-2H-1,4-6eH30Kca3nH-3-0H.

[Toydanu w3 MPOMEKYTOIHBIX MPOIYKTOB 150 u 168 Mo MeToAvKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
yeHHs coeuHeHus npumepa 129. &y (500 MI'n, AMCO-dg) 8,83 (d, J 1,9 ', 1H), 8,41-8,36 (m, 1H), 8,31 (s,
1H), 7,55 (dd, J 11,4, 1,7 T'u, 1H), 7,38 (s, 1H), 5,25 (d, J 15,8 'y, 1H), 5,02 (d, J 15,7 I'y, 1H), 4,97 (q, J 6,7 'Ly,
1H), 4,13 (s, 3H), 3,52 (s, 3H), 2,18 (s, 3H), 2,00 (s, 3H), 1,55 (d, J 6,7 I';, 3H). Komonka: Chiralpak AS-H, 25
cM; moaBwkHas daza: 15% EtOH:85% CO,; ckopocTh motoka: 4 mu/mun; YO nipu 215 HM; ITUTETHHOCTD: 6
muH. Meroauka D, BOXXX-MC: MH+ m/z 435,2, BY 2,72 mun (100%).

IMpumep 137. (2R)-8-Drop-2-metun-6-(2-metmn-2H-nupazono[4,3-bnupuaun-6-nm)-4-[(1,3,5-rpumernn-
1H-impazon-4-nm)merun]-3,4-nuruapo-2H-1,4-6en30kca3nH-3-0H.

IMomyyanu U3 mpoMeKyTOUHBIX MpoaykToB 150 u 169 mo meroarke, aHATOTMYHOIN ONMMCAHHOM Ui MOMY-
qeHHus coenuHeHus npumMepa 129. 8y (500 MI'n, AMCO-de) 8,79 (d, J 2,0 I'u, 1H), 8,68 (s, 1H), 8,31-8,23 (m,
1H), 7,50 (dd, J 11,4, 1,7 T'u, 1H), 7,32 (s, 1H), 5,24 (d, J 15,8 ', 1H), 5,02 (d, J 15,8 I'y, 1H), 4,96 (q, J 6,7 'Ly,
1H), 4,25 (s, 3H), 3,52 (s, 3H), 2,17 (s, 3H), 2,00 (s, 3H), 1,54 (d, J 6,7 I'y, 3H). Kononka: Chiralcel OD-H, 25
cM; moaBmxkHas ¢asza: 32% EtOH:68% CO,; ckopocts moToka: 2 mi/muH; YO mpu 215 HM; mmutensHOCTh: 10
MuH. Meroauka D, BOXX-MC: MH+ m/z 435,2, BY 2,54 mun (97%).

Ipumep  138.  (2R)-8-DTop-2-metmn-6-(1H-mupazomno[4,3-b]mupunna-6-mn)-4-[(1,3,5-rpumermn-1H-
nupazon-4-wi)metun|-3,4-murunpo-2H-1,4-6en3okcaznH-3-0H.

[Monydanu n3 mpomMexyTodHoro mnponaykra 150 u 6-6pom-1H-mmpazono[4,3-b|nupuanaa 10 METOIUKE,
AHAJIOTUYHOW ONMCAHHOM IUIA ModydeHus coeamHeHus npumepa 129. dy (500 MI'n, IMCO-d¢) 13,52 (s, 1H),
8,77 (d, J 2,0 T'm, 1H), 8,33 (s, 1H), 8,12 (s, 1H), 7,50 (dd, J 11,3, 1,8 T'm, 1H), 7,29 (s, 1H), 5,22 (d, J 15,8 I'my,
1H), 5,00 (d, J 15,8 I'u, 1H), 4,95 (q, J 6,7 I'u, 1H), 3,52 (s, 3H), 2,16 (s, 3H), 1,99 (s, 3H), 1,53 (d, J 6,7 I'm,
3H). Metomuka A, BOXXX-MC: MH+ m/z 421,05, BY 3,48 mun (99%).

IIpumep 139. 8-Dtop-6-(4-Merokcu-1H-unnazon-6-mn)-4-[(1,3,5-tpumermi-1 H-nupazon-4-un)mernn]-
3,4-murunpo-2H-1,4-6eH30Kkca3nuH-3-0H.

[Moxyganun u3 mpoMexxyToqHoro npoaykra 145 m 6-06pom-4-merokcu-1H-unnasona no meronuke, aHajo-
TUYHOHN OTIMCAHHOM IJIs MONydeHHs coequHenus mpumepa 129. oy (500 MI'n, AMCO-de) 13,22 (s, 1H), 8,05 (s,
1H), 7,40 (d,J 11,4 I'u, 1H), 7,21 (s, 1H), 7,20 (s, 1H), 6,72 (s, 1H), 5,12 (s, 2H), 4,86 (s, 2H), 4,01 (s, 3H), 3,55
(s, 3H), 2,20 (s, 3H), 2,03 (s, 3H). Metoauka D, BOXXX-MC: MH+ m/z 436,1, BY 2,83 mus (100%).

pumep 140. 4-[(2,4-AumeTunnupunu-3-uwn)metun |-6-(4-oxco-4H,5H,6H,7H,8H-tueno[ 3,2-c]azenun-2-
nn)-2H,3H,4H-mupuno[3,2-b][ 1,4 Jokca3un-3-0H.

[Toydanu w3 MPOMEKYTOIHBIX MPOIYKTOB 146 1 174 1m0 METOAWKE, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
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qeHus coequHenus npumepa 129. oy (500 MI'n, IMCO-de) 8,20 (d, J 4,9 ', 1H), 7,98 (t,J 5,2 T'n, 1H), 7,81 (s,
1H), 7,64 (d, J 8,2 T'u, 1H), 7,53 (d, J 8,2 T'u, 1H), 7,07 (d, J 5,0 T'w, 1H), 5,39 (s, 2H), 4,83 (s, 2H), 3,25-3,18
(m, 2H), 3,13 (t, J 6,9 I'u, 2H), 2,54 (s, 3H), 2,39 (s, 3H), 2,05 (dt, J 12,6, 6,9 I'y, 2H). Meronuka A, BOXX-
MC: MH+ m/z 435, BY 2,97 mun (97%).

Ipumep 141. 8-Drop-6-(4-oxco-4H,5H,6H,7H,8H-Tneno[3,2-cJazermnu-2-nmn}-4-[(1,3,5-tpumernn-1H-
nupazon-4-mwi)metun|-3,4-murunpo-2H-1,4-6en3okca3nH-3-0H.

[Toy4anu w3 MPOMEKXYTOIHBIX MPOIYKTOB 145 u 174 Mo MeToAuKe, aHAJOTHYHON OMUCAHHOW JJIS TIOTY-
YyeHHs coequHeHus npumepa 129. 8y (500 MI'n, IMCO-d¢) 7,94 (t,J 5,4 T'u, 1H), 7,57 (s, 1H), 7,26 (dd, J 11,2,
1,8 I'u, 1H), 7,08 (s, 1H), 5,07 (s, 2H), 4,83 (s, 2H), 3,57 (s, 3H), 3,17 (q, J 5,5 ', 2H), 3,08 (t, J 6,9 I'n, 2H),
2,24 (s, 3H), 2,03 (s, 3H), 2,02-1,98 (m, 2H). Meroauka D, BOXKX-MC: MH+ m/z 455, BY 3,53 mun (99%).

IIpumep 142. 6-(7,7-Aumetnn-4-okco-6,8-murunpo-SH-tuazono[5,4-clazenun-2-wmm)-4-[(1,3,5-tpumeTui-
1 H-rtupa3zon-4-wm)merun Jmupuno[3,2-b][1,4]okcazun-3-0H.

[Monxywanmn w3 mpomexyrouHoro mpoaykra 146 u 2-Opom-7,7-aumernn-6,8-murunpo-SH-tuazomnol5,4-
clazenuH-4-0Ha TI0O METOJIWKE, aHAJIOTHYHOW OMHCAHHON JJIS TOJydYeHHUs coequHeHws mpumepa 129. oy (400
MI'n, IMCO-d¢) 7,33 (d, 1H, J 8,2 '), 6,50 (t, 1H, J 4,8 I'y), 5,25 (s, 2H), 4,70 (s, 2H), 3,68 (s, 3H), 3,17 (d,
2H, J 5,3 Tu), 3,05 (s, 2H), 2,34 (s, 3H), 2,16 (s, 3H), 1,16 (s, 6H). IKXMC (DP+) (M+H)" 467, BY 1,92 mun
(meToauka 2).

ITpumep 143.  (2R)-8-®rop-2-meTnin-6-(6-meTnnmupunun-3-mn)-4-[(1,3,5-rpumernn-1 H-nupazon-4-
un)mernn|-3,4-nurunpo-2H-1,4-6en3okcaznH-3-0H.

PactBop mpomexxyrouroro mpoaykra 101 (340 mr, 1,01 MmMoms), (6-MeTHIMUPUANH-3-1I1)00POHOBON KH-
ciotel (165 mr, 1,21 mmons), 2 M BoxHoro pactBopa Na,COs (1,51 mur) u X-Phos (24 mr, 0,05 mmois) B 1,4-
nmuokcane (10 mu) merazuposainu ¢ moMoImbio N, B Teuenne 10 mun. Jlo6asmsum Pd,(dba); (23 mr, 0,025 MMoIb)
u cMech HarpeBany pu 100°C B Teuenue 3 4, 3aTtemM oxiaxaanu. OcraTtok pazbarmsum ¢ nomornpio EtOAc (10
MIT) ¥ TBEp/IbIC BEIIECTBA YAAISIN (GIIBTPOBAHUEM depe3 KUu3enbryp. OuibTpaT BRIIAPUBAIN IPU TOHIKEHHOM
nasieHuu. [lomydeHHOe jkenToe TBepAoe BEIIECTBO OYUINAIN C OMOIIBIO KOJIOHOYHOH Xxpomarorpadun (SiOy;
rpaaueHTHbI pexnm: 0-6% MeOH/IXM) u noxyuanun uckomoe coenunenue (168 mr, 38%). Meronuka B,
B3XX-MC: MH+ m/z 395, BY 1,49 muH (85%).

ITpumep 144. 6-(3-Mertokcudenmn)-4-[1-(2-mermmmunasol 1,2-amupuans-3wi)atin | nupuaol| 3,2-
b][1,4]okca3un-3-0H.

K pacrBopy npomexxyrounoro npoaykra 79 (0,15 r, 0,59 mmons) B JIM® npu 0°C nopuusiMu 1o0aBIIsiIH
TUAPUI HATPUS W cMech mepememmnBaiu B TedeHue 10 muH. [lo kammsam noGaBmsumm 3-(1-xmopaTwi)-2-
MetmwmmMuasol[ 1,2-aJnupuaus (0,13 1, 0,67 mmons) B JIM® (2 mi). Cmech nepememuBany pu 0°C B TeueHue
eme 30 muH. Peaknmonnyro cMech BbUTMBamM B cMech EtOAc/Boma. Ciiom pasfensyii M OpraHUYeCKHid CIIon
TPYKABI IPOMBIBATIM BOJOH, 3aTeM cyunum Hag MgSO4 M KOHIIEHTpHPOBa K B BakyyMe. OCTaTOK OYHIIAIH C
TIOMOIIIBI0 KOJIOHOYHOW Xpomarorpaduu Ha THOKCHIAEC KPEMHHS P DIIONPOBAHUM B TPAIUEHTHOM DPEXHME C
nomomsio 0-80% EtOAc B JIXM, 3areM ¢ MOMOIIBIO MpEemapaTuBHOW XpoMaToTrpaguy W IMOIydadd HCKOMOE
coenunenue (10 mr, 4%) B Buae Georo TBepaoro BemecTra. oy (400 MI', CDCls) 8,20 (d, 1H, J 7,0 I'm), 7,54-
7,43 (m, 2H), 7,45-7,41 (m, 3H), 7,34 (d, 1H, J 8,2 I'n), 7,10 (dt, 1H, J 1,1, 6,8 I'my), 7,07-6,93 (m, 2H), 6,64 (dt,
1H, J 1,2, 6,8 Tm), 4,59 (dd, 2H, J 15,1 I'm), 3,90 (s, 3H), 2,66 (s, 3H), 2,17 (d, 3H, J 7,3 T'm). KXMC (B3P+)
(M+H)" 415, BY 2,05 mun (MeToauxa 2).

[Mpumep 145. 4-[(6-bpom-2-meTnmmmunasol 1,2-ajmmpuans-3-nm)meruin]-6-(3-meroxcudennn)-2H,3H,4H-
mupuno[3,2-b][1,4]okcasuH-3-0H.

PactBop npomesxyrodynoro npoxaykra 40 B AM® (2 mur) mo KaruisiM 100aBIIsuIi K CYCIIEH3UH MIPOMEXKYTOU-
Horo npoxaykTa 79 (250,85 mr, 0,98 mmons) B IM® (10 mi). Cmecs obpabaTtsiBanm runpuaoM Hatpust (60%-Has
mucnepens B Macne, 117,46 mr, 2,94 mmois) u nepememmBany nmpu KT B TedeHne 2 4, 3aTeM HarpeBalid J0
50°C u mepememuBanu B TedeHne 16 4. CMech OXJaXKIaId, PEAKIIUI0 OCTAHABIMBAIN HACBHIIICHHBIM BOIHBIM
pactBopoMm NH,Cl u cmech akcTparupoBanu ¢ momoibsio EtOAc. TBepabie BemecTBa yaaasum QUIbTPOBAHHEM
1 QUIBTPaT KOHIICHTPUPOBAIM B BaKkyyMe aocyxa. OCTaTOK OYHMINAIN C MOMOINBIO MPETapaTHBHONW XpOMAaTo-
rpadun (Meronuka C) m momydanu nckomoe coenunenue (31 mr, 7%) B Buze 0e10ro TBEpAOTo BEIIECTBA. Oy
(250 MI't, AMCO-dg) 8,95 (d, J 1,1 I'n, 1H), 7,65 (d, J 8,3 I', 1H), 7,55-7,46 (m, 3H), 7,41-7,31 (m, 2H), 7,25
(dd, J 9,5, 1,9 T'u, 1H), 6,97 (dd, J 7,2, 2,4 I'u, 1H), 5,68 (s, 2H), 4,83 (s, 2H), 3,80 (s, 3H), 2,31 (s, 3H). MeTo-
muka B, BOXKX-MC: MH+ m/z 478, BY 1,70 mun (100%).

[Mpumep 146. 6-(3-Metokcudenmn)-4-{[6-(6-MeTOKCUIMPHUINH-3-11)-2-MeTHIMMHUa30[ 1,2-a|nupuaus-3-
wi|metwi }-2H,3H,4H-mupuno[3,2-b][ 1,4]okca3un-3-0H.

CwMmech coemunenus npumepa 145 (31 mr, 0,07 MMoib), (6-METOKCUTTUPUAMH-3-HIT1)00OPOHOBON KHCIOTHI
(10,19 mr, 0,07 mmonb) u 2 M BogHOTO pactBopa Na,COs (0,1 mi) B 1,4-muokcane (1 miT) Tera3upoBaiu a30TOM
B Teuenne 10 mmH. Jlo6aBnsumu [1,1'-6uc-(mudennndocduno)dpeppouet]auxaopnamnaauii(Il) (0,003 Mmoib,
0,002 mmoib). Cmech HarpeBanu mpu 100°C B Teuenue 18 4, 3aTeM oXJakmanw U pa30aBIsLIM C TMOMOIIBIO
EtOAc. TBepaple BemecTBa yaasuid GUIBTPOBaHHEM depe3 HenuT. PUnbTpar KOHIEHTPUPOBAIH B BaKyyMe H
MOJTyYaJIi HEOUHIIEHHOE NCKOMOE COSAMHEHHE, KOTOPOE MCIIONB30BaIN 0e3 JOMOTHUTEIbHOW OYHUCTKH. MeTo-
muka B, BOXXX-MC: MH+ m/z 508, BY 1,73 mus (82%).
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[Mpumep 147. 5-(3-{[6-(3-MeTokcudenun)-3-oxco-2H,3H,4H-upuno[3,2-b][ 1,4 ]okcasun-4-nn|merun } -2-
MeTuuMuaazol 1,2-a]nupuauH-6-mn)- 1,2 - iuru gponupuiuH-2-0H.

PactBop coenuuenus mpumepa 146 (33 mr, 65 mxmodneit) B 1,4-guokcane (1 mi) obpabareiBaiin 6 M Bo-
HeIM pactBopoM HCI (0,108 mur) u cmech HarpeBanu nipu 70°C B TedeHne 16 4. PacTBopuTenb yaansuy mpu Mo-
HIDKEHHOM JIaBJICHUH W OCTATOK OYHIIATH C IIOMOMIBIO MperapaTHBHON Xxpomarorpaduu B HEHTpansHOU cpene
(Meromuka C) u moiryyanu uckomoe coemurenue (5,5 mr, 62%). 8y (250 MI'u, CD;0D) 9,03 (s, 1H), 7,64-7,33
(m, 9H), 7,29 (t,J 7,9 T'n, 1H), 6,87 (d, J 8,3 I'y, 1H), 6,29 (d, J 9,4 I'y, 1H), 5,81 (s, 2H), 4,74 (s, 2H), 3,77 (s,
3H), 2,55 (s, 3H). Meroauka B, BOXXX-MC: MH+ m/z 494, BY 1,42 mun (99%).

IMpumep 148. (2R)-6-(1-Anerunmuppomuans-3-un)-8-prop-2-metmn-4-[(1,3,5-rpumerw-1 H-mupazon-4-
un)mernn|-3,4-nurunpo-2H-1,4-6en3okcaznH-3-0H.

K pactBopy npomesxyrounoro npoxykra 153 (580 mr, 1,25 mMons) B cyxom XM (15 mir) nobasisiin yk-
cycubiit anrunpun (0,118 mi, 1,25 mmons) u ykcychyto kucaoty (0,035 mu, 1,88 mmons). JlobaBisum nasanui
Ha yrie (10%, 134 mr, 0,13 MMOJIB) M peaknMOHHYIO cMech nepeMemnBain B atmocdepe H, mpu KT B Teuenue
18 u. CMech 00pabaThIBaii TOTIOHUTEIHFHBIM KoJndecTBOM Karanuzaropa (10% Pd/C, 100 Mr) u nepemeninpa-
mu B atMoctepe H, B TeueHue emie 6 4, 3aTeM pasbaBimsun ¢ momonisio JIXM. TBepipie BemecTBa yaasin
dunpTpoBaHueM depes menuT. OcTaTok MpoMbIBaH ¢ moMoimbio MeOH u GuiibTpar KOHIIEHTPUPOBAIH B Ba-
KyyMme. O4ncTKa ¢ MOMOIIBI0 KOJIOHOUHOU Xpomarorpaduu (SiO,; 0-10% MeOH B IXM) naBana uckomoe co-
enunenwue (405 mr, 75%) B Buae cmecu auactepeonzomepos. Meroanka B, BOXX-MC: MH+ m/z 415, BY 2,40
MuH (99%).

IIpumep 149. (2R)-6-(1-Anerrnmuppomuans-3-un)-8-prop-2-metmn-4-[(1,3,5-rpumerwn-1 H-mupazon-4-
un)metnn|-3,4-nurunpo-2H-1,4-6en3okca3ni-3-oH (u3omep A).

[Momyyanu u3 coenuHeHMs npuMepa 148 myTeM pa3IeneHus: CMeCcH AUACTePeon30MepoB ¢ moMornsro HKX
(10% UIIC+0,1% ADA:90% CO, ¢ ucionp3oBanuem Chiralpak AD-H). &y (IMCO-dg) 6,94 (m, 1H), 6,83 (m,
1H), 5,12 (m, 1H), 4,89-4,78 (m, 2H), 3,80 (m, 1H), 3,65-3,58 (m, 0,5H), 3,56 (s, 3H+0,5H), 3,47 (m, 0,5H),
3,36 (s, 0,5H), 3,31-3,19 (m, 1,5H), 3,07-2,98 (m, 0,5H), 2,19 (m, 0,5H), 2,19 (s, 3H), 2,14 (m, 0,5H), 2,00-1,90
(m, 6H), 1,90 (m, 0,5H), 1,86-1,76 (m, 0,5H), 1,48 (d, J 6,7 I'u, 3H). Xupanensrit anamu3: U 100%; xomoHka:
Chiralpak AS-H, 25 cm; mogemxHas dasza: 15% UIICH0,1% ADA:85% CO,; ckopocTs motoka: 4 mi/mun; YD
npu 215 aM; mmtensHOCTE: 40 MuH. Metonuka A, BOXKX-MC: MH+ m/z 415, BY 3,45 musn (100%).

IIpumep 150. (2R)-6-(1-Anerunmuppomuans-3-un)-8-prop-2-metmn-4-[(1,3,5-rpumernn-1 H-mupazon-4-
nn)mernn|-3,4-nuruapo-2H-1,4-6en3okcasni-3-oH (n3omep B).

[Tony4anu u3 coenuueHus nmpuMepa 148 myTem pazieneHus CMECH THACTEPEON30MepoB ¢ momorisio HXKX
(10% UIIC+0,1% O2A:90% CO, ¢ ucnonszoBanueM Chiralpak AD-H). &y (AMCO-dg) 6,95 (m, 1H), 6,84 (m,
1H), 5,10 (dd, J 15,7, 5,7 I'u, 1H), 4,85 (m, 2H), 3,86-3,74 (m, 1H), 3,62 (t,J 8,1 ', 0,5H), 3,54 (s, 3H+0,5H),
3,50-3,44 (m, 0,5H), 3,37 (s, 0,5H), 3,30-3,20 (m, 1,5H), 3,08-2,98 (m, 0,5H), 2,24 (m, 0,5H), 2,19 (s, 3H), 2,17-
2,11 (m, 0,5H), 1,99-1,94 (m, 6H), 1,92 (m, 0,5H), 1,88-1,76 (m, 1,5H), 1,48 (dd, J 6,7, 1,6 I', 3H). Xupas-
Herid anamm3: JIW 92%; kononka: Chiralpak AS-H, 25 cm; momsmxkHas ¢asza: 15% HIIC+0,1% JIDA:85% CO,;
ckopocTh motoka: 4 mu/muH; YO mpu 215 amM; mmrensHOCTh: 40 MuH. Metomuka A, BOXX-MC: MH+ m/z
415, BY 3,47 mun (100%).

Mpumep 151.  (2R)-6-(1-benzun-1,2,5,6-rerparunponupuann-3-mn)-2-metnn-4-[(1,3,5-rpumernn-1H-
mupazon-4-uwn)merwn|-2H,3H,4H-iupuno[ 3,2-b][ 1,4 ]okca3un-3-oH.

PactBop mpomexyrounoro npoaykra 132 (300 mr, 0,82 mmons), 1-6en3min-5-(4,4,5,5-rerpamerun-1,3,2-
nokcaboponan-2-un)-1,2,3,6-rerparugponupununa (245,78 mr, 0,82 mmois) 1 2 M BogHoro pactBopa Na,COs
(1,23 mm) B 1,4-muokcane (10 mur) gerasmpoBann ¢ momombio N, B TedeHwe 10 MuH, 3aTeM JT00aBISLIH
Pd(dppf)Cl, (67,08 mr, 0,08 mmons). Cmech HarpeBam npu 60°C B Teuenne 1 4, 3atem oxnaxmanu 10 KT u
noaBepranu pacnpenenennto Mexay EtOAc (50 mu) u Bomo#t (20 mur). BomHslid ciioit SKCTparupoBalid ¢ MOMO-
mpio EtOAc (2x25 min), 3aTeM o0benuHeHHbIe opranuyeckue cion cymmin (Na,SOy4) 1 pacTBOpUTEND YAAISIH
B BakyyMe. OCTaTOK OYHIAIN C TIOMOIIBI0 KOJIOHOUHOU Xpomartorpaduu (SiO,; 0-10% MeOH/EtOAc) u momy-
yamu uckomoe coeaunenue (300 mr, 80%). dy (500 MI'u, CDCly) 7,39 (s, 2H), 7,31 (t, J 7,4 T'u, 2H), 7,26 (s,
1H, comepxwurt nuk xjopodopma), 7,16 (d, J 8,2 I'u, 1H), 6,97 (d, J 8,2 ', 1H), 6,58 (d, J 3,9 T'n, 1H), 5,11 (q,J
14,5 ', 2H), 4,59 (q, J 6,8 ', 1H), 3,72 (s, 2H), 3,65 (s, 3H), 3,48 (s, 2H), 2,64 (s, 2H), 2,36 (d, J 37,3 I'r, 2H),
2,19 (s, 3H), 2,08 (s, 3H), 1,57 (d, J 12,3 T'u, 2H), 1,52 (d, J 6,8 ', 3H). MeTtoauka B, BOXX-MC: MH+ m/z
458, BY 1,38 mun (99%).

ITpumep 152. (2R)-2-Metun-6-(munepuaun-3-ui)-4-[(1,3,5-rpumernn- 1 H-nupazon-4-mn)meruin] -
2H,3H,4H-mupuno[3,2-b][1,4]okcazuH-3-0H.

PactBOp coemmnenus npumepa 151 (299,8 mr, 0,66 mmoins) B EtOH (20 mi1) oOpabatbiBaiu KaTaau3aro-
pom [lepmmana (10% wa yrae, 180 mr, 0,14 MMoI1p) U TepeMermuBaiu B atMocdepe Bogopoaa npu KT B TeueHue
1 mus. Katanuzarop ymansmu QriibTpoBaHUEM depe3 KH3eNbryp, cMech MpoMbIBaiy ¢ momoinisio EtOH u koH-
HEHTPHPOBATHN MPHU TOHIKEHHOM JaBieHHH. OCTaTOK OYMINATH C IOMOIIBI0 KOJOHOYHOH Xpomartorpaduu
(S8i0y; 0-10% MeOH/AXM) n noxydanu uckoMoe coeanHerne (63 mr, 24%). Meroauka D, BOXXX-MC: MH+
m/z 398, BY 1,52 muH (91%).

IIpumep 153. (2R)-6-[1-(Metancynshonmn)munepuana-3-mwi|-2-metmi-4-[(1,3,5-tpumerwi- 1 H-nmupazon-
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4-um)merun |-2H,3H,4H-mupuno[3,2-b][1,4]okcazun-3-0H.

K pacrBopy coenmnenust nmpumepa 152 (133,8 mr, 0,23 Mmoip) u TpudTHiaaMuna (64,61 Mk, 0,46 MMoOIIB)
B JIXM (1 M) mpu 0°C goGaBisui pacTBop MetaHcyibdormmxmopuna (36 mxm, 0,46 mmons) B IXM (0,5 mi).
Cwmech nepememmBany nmpu 0°C B Teuenne 2 4. JloGaBnsuii HachIeHHBIH BOAHBIN pacTBop NaHCO; (5 M) u
cMech dKcTparupoBanyu ¢ nomoiubsio JIXM (3x5 mur). O6benuaeHHble opranndeckue ciion cymuinn (Na,SO,) u
KOHIICHTPUPOBAIX TPH TIOHIDKEHHOM JaBieHHH. OCTaTOK OYHMINAIN C TOMOIIBI0 KOJOHOYHOI Xpomartorpaduun
(Si0,; 0-10% MeOH/[IXM) u monmy4amu uckomoe coeauHenue (56 mr, 52%). 8y (500 MI'n, CDCl3) 7,26 (s,
2H), 7,17 (d, J 8,0 I'u, 1H), 6,82 (d, J 8,0 I'y, 1H), 5,22-5,04 (m, 2H), 4,68-4,54 (m, 1H), 3,93-3,85 (m, 1H),
3,85-3,78 (m, 1H), 3,67 (2xs, 3H), 3,05-2,90 (m, 1H), 2,82-2,62 (m, 5H), 2,27 (2xs, 3H), 2,14 (2xs, 3H), 2,08-
1,96 (m, 1H), 1,91 (dd, J 10,2, 3,1 I'u, 1H), 1,83-1,48 (m, SH). Metoauka D, BOXXX-MC: MH+ m/z 448,1, BY
2,76 muH (96%).

[Tpumep 154. 6-(1-Auerun-1,4,5,6-rerparuaponupuau-3-wmn)-4-[(1,3,5-rpumernn- 1 H-nupazon-4-
nn)mernn|-2H,3H,4H-mupuno[3,2-b][ 1,4 Jokca3un-3-0H.

PactBop mpomexyrounoro npoaykra 147 (0,81 r, 1,8 mmons), 1-(5-6pom-1,2,3,4-TeTparuaponupuaus-1-
wi)atan-1-ona (0,43 1, 1,8 Mmone) B 1,4-muokcane (20 mu1) u 2 M Boassni pactBop Na,CO; (2,76 mu, 5,5
MMoIib) B 1,4-nuokcane (10 mur) merasupoBanu azotom, 3ateM nobasmsuiu Pd(dppf)Cl, (0,074 T, 0,09 MMmos).
CMech nerasupoBaiu a30ToM u HarpeBanu npu 60°C B TeueHHE 2 9, 3aTeM OXJIAXKIATU U (QUIBTPOBATH Yepe3
nenut. OctaTtok mpombiBad ¢ moMoinbio EtOAc (20 M) 1 00beTUHEHHBIC OPraHUMYCCKHE CIIOM MPOMBIBAIN
Bogoi (20 mu) m paccomom (20 mur), 3atem cymmin (Na,SO,). PacTtBoputens ymansim B Bakyyme. OcTaTok
OYMINAIN C MTOMOIIBI0 KOJIOHOUHOW Xpomatorpaduu (SiO,; 0-10% MeOH/AXM) n momxydain HCKOMOE COCIH-
Henue (216 mr, 28%). dy (500 MI'u, AMCO-dg) 7,69 (s, 1H), 7,35 (dd, J 11,0, 8,3 ', 1H), 7,15 (d, J 8,2 I'y,
1H), 5,08 (d, J 7,0 T'm, 2H), 4,71 (s, 2H), 3,63 (dt, J 16,5, 5,6 I'n, 2H), 3,55 (s, 3H), 2,24 (s, 2H), 2,18 (s, 3H),
1,99 (d, J 7,6 T'm, 3H), 1,90 (dt, J 33,8, 5,7 I'n, 2H). Metomuka B, BOXX-MC: MH+ m/z 396, BY 1,69 mun
(89%)).

IIpumep 155. 6-(1-bensun-1,2,5,6-rerparuaponupuaut-3-mn)-8-hrop-4-[(1,3,5-tpumeTui- 1 H-nmupazon-4-
un)metnn|-3,4-nurunpo-2H-1,4-6er3okca3nH-3-0H.

CycneHsuto npomexyTouHoro npoaykra 137 (1,5 r, 4,07 mmons) B 1,4-nuokcane (15 mur) oOpadaTeiBaIn
1-6en3min-5-(4,4,5,5-rerpametmi-1,3,2-nuokcaboponan-2-mn)-1,2,3,6-rerparuaporupunuaom (1,34 1, 4,48
MMoub) 1 2 M BoxHbIM pactBopoM Na,CO; (6,1 M, 12,2 mmons). CMech Aera3upoBaiu ¢ momouipio N, B Teye-
Hue 5 muH, 3aTteM aodasisu Pd(dppf)Cly-JIXM (333 wmr, 0,41 mmons). Cmech HarpeBasm mipu 60°C B TeueHue 3
Y, 3aTeM OXJIAXKAAJIN ¥ oABEprayiu pacnpeaeneHuo mexay EtOAc (50 mir) u Bozoii (50 mut). Boaustii ciioit ake-
TparupoBanu ¢ nomoribio EtOAc (2x30 M) 1 o0beIMHEHHBIC OpraHUYECKHEe CIIOW MPOMBIBAHM paccosioMm (40
M), 3ateM cyurmnu (MgSO,). PactBopurens ynansanu B BakyyMe. OCTaTOK OUUIIATIN C MOMOILBI0 KOJOHOYHOH
xpomarorpaduu (SiO,; 0-10% MeOH/EtOAc) n nomydanu uckomoe coenuaenue (983 mr, 51%). oy (500 MIm,
CDCly) 7,46-7,27 (m, 5H), 6,74 (dd, J 11,3, 1,6 T'n, 1H), 6,62 (s, 1H), 5,96 (s, 1H), 4,96 (s, 2H), 4,67 (s, 2H),
3,69 (s, 2H), 3,64 (s, 3H), 3,21 (s, 2H), 2,60 (s, 2H), 2,32 (s, 2H), 2,15 (s, 3H), 2,12 (s, 3H). Meroauka B,
B3OXX-MC: MH+ m/z 461, BY 1,52 mun (98%).

[Ipumep 156. 6-(1-Anernnmunepuans-3-wmin)-4-[(6-6poM-2-MeTmwmuMua3o| 1,2-a|mupuauH-3 -1 MeTHI | -8-
¢rop-3,4-murunpo-2H-1,4-6eH30Kca3nH-3-0H.

IIpomexyrounbrii mpoaykt 25 (86 mr, 0,36 mmoins) B IXM (2 M) o6pabdateiBaiu THOHMIXIOpHIOM (0,2
MJI, 2,76 MMOJIb) ¥ KUIISTHIIA C OOPaTHBIM XOJOMWIBHUKOM B TeueHre 1 4. CMech OXJaKIad, 3aTeM JIETydne
BEIECTBA YAAISAIN B Bakyyme. [lomydeHHoe BemecTBo pactBopsuid B JIM® (1 mur), 3aTemM mo0aBisid K cMecH
npoMexxyrouHoro npoaykra 82 (40 mr, 0,14 mmons) u Cs,CO; (186 mr, 0,57 mmoins) B cyxom JIM® (1 mi).
Cwmech nepemernnBany npu KT B Teuenne 18 4, 3arem mobasisum Boay (10 mir). Ocanox codbupanu ¢puisTpoBa-
HHUEM, TIPOMBIBAIIA BOAON (2x2 mit), pacTBopsuti B MeOH 1 KOHIIEHTpHPOBAIH B BaKyyMe U MOJTydald HCKOMOE
coenuHeHue (45 mr, 64%). Metoauka B, BOXKX-MC: MH+ m/z 517, BY 1,50 mus (94%).

ITpumep 157. 6-(1-Anerunmunepuant-3-mn)-8-¢prop-4-({6-[4-(MeTaHCcymbQOHIT) heHn|-2-
MeTraumuaaso| 1,2-almupunus-3-ui } metun)-3,4-gurunpo-2H-1,4-6eH30kca3uH-3-0H.

Pd(dppf)Cl, (4 wmr, 4,9 MkMoOIb) MOOABIISLIIM K CMECH coenuHeHHs mpumepa 156 (45 mr, 0,09 mmons), 4-
(meTrncynbhoumT)heHn100poHOBONH KUCIOTH (22 Mmr, 0,11 Mmons) 1 2M BogHOTO pactBopa Na,COs (0,15 mu)
B 1,4-mmokcane (2 mu1). PeakimoHHYI0 CMeCh JieTasupoBaiid a30ToM u HarpeBasm npu 100°C B Teuenue 3 4, 3a-
TeM oxyaxmanu. Jlerydne BemecTBa ynamsuid B Bakyyme. JloGasmsmu JIMCO (1,25 mi) u Boay (0,25 mm), u
TBEpAOE BEMIECTBO YALIH QribTpoBaHneM. OUIBTPAT OUYHUINAIN ¢ TIOMOIIBIO npenapatuBHO BOXX (MeTo-
muka C) u moryuanu uckomoe coemuaenue (20 mr, 39%). 6y (500 MI'n, CDCly) 8,63-8,57 (m, 1H), 8,09-8,02
(m, 2H), 7,78-7,71 (m, 2H), 7,64-7,57 (m, 1H), 7,51-7,43 (m, 1H), 6,90-6,80 (m, 1H), 6,76-6,69 (m, 1H), 5,75-
5,32 (m, 2H), 4,78-4,59 (m, 3H), 3,88-3,70 (m, 1H), 3,11 (s, 3H), 3,10-2,92 (m, 1H), 2,66 (s, 3H), 2,63-2,55 (m,
1H), 2,55-2,44 (m, 1H), 2,15-2,06 (m, 3H), 2,00-1,91 (m, 1H), 1,87-1,78 (m, 1H), 1,65-1,50 (m, 2H). MeTtoauka
D, BOXX-MC: MH+ m/z 591, BY 1,95 mun (100%).

[Mpumep 158. (2R)-6-(1-Anernnmnunepunun-3-mn)-2-metun-4-[(1,3,5-rpumernn-1 H-nupaszon-4-mm)meTni|-
2H,3H,4H-mupuno[3,2-b][1,4]okcazuH-3-0H.

Karanmzarop Ilepamana (15 Mr) mobasisumm K pacTBopy IpoMexyTodHoro npoaykra 197 (58,9 mr, 0,14
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mmons) B EtOH (2 mi1) u cmech nepememuBanu B armocgepe Bogopona npu KT B teuenue 22 4. J{oGasmsiu
JIOTIOJTHUTENBbHOE KOJMYecTBO Katanuzaropa [lepnmana (15 Mr) u cMech nepeMeinBainy B atMocdepe Bogoposia
npu KT B Teuenne eme 18 4. KartanuzaTop ygansanu GuiIbTpoBaHHEM Yepe3 KH3EJNbryp M PEaKIMOHHYI0 CMECh
KOHIIEHTPUPOBAJIK B BakyyMme. OCTaTOK OUYHWIINAIN C TIOMOIIBIO KOJIOHOYHOW XpomaTorpaduu (SiO,; rpagueHt-
HBIH pexuM: 0-5% MeOH/IIXM) u momy4anu uckomoe coenuaenune (19,3 mr, 34%). Meromuka D, BOXXX-MC:
MH+ m/z 412, BY 2,5 mu#a (99%).

IIpumep 159. (2R)-6-[1-(Metancynshonmn)nmunepuana-3-mwi|-2-metmi-4-[(1,3,5-tpumeri- 1 H-nmupazon-
4-um)metun|-2H,3H,4H-mupuno[3,2-b][1,4]okcazun-3-0H (u30mep A).

Iomyyanu u3 coenunenus npumepa 153 (40 mr) myrem pasfeneHus CMECH JUACTEPEOU30MEPOB C MOMO-
meto xupaiasHoi HXKX (Chiralpak AD-H, 25 cm, npu smouposanuu ¢ nomonisio 8% EtOH B HagkpuTHyeckom
CO,); monmyyanu uckomoe coequnenue (14,1 mr, 35,4%). 6y (500 MI'n, CDCl;) 7,19 (d, J 8,0 ', 1H), 6,84 (d, J
8,0 I'u, 1H), 5,14 (dd, J 18,3 I'u, 2H), 4,64 (q, J 6,8 I'n, 1H), 3,93-3,87 (m, 1H), 3,84 (d, J 11,8 I'u, 1H), 3,68 (s,
3H), 2,99 (tt, J 11,0, 3,8 I'u, 1H), 2,83-2,76 (m, 4H), 2,71 (td, J 11,6, 2,8 I'u, 1H), 2,29 (s, 3H), 2,15 (s, 3H),
2,10-2,02 (m, 1H), 1,93 (dt, J 13,0, 3,2 I'u, 1H), 1,77 (m, 2H), 1,57 (d, J 6,8 I'n, 3H). Meronuka D, BOXXX-MC:
MH+ m/z 448, BY 2,76 mun (100%).

Ipumep 160. 6-(1-Anermwmunepunua-3-mn)-4-[(1,3,5-rpumetwn-1H-mupazon-4-wm)mernn]-2H,3H,4H-
mupuo[3,2-b][ 1,4]okca3un-3-oH.

B cocyne Beicokoro B atMocdepe BoAOpoia AaBJICHUS PacTBOp coeAuHeHus npumepa 154 (216 mr, 0,52
MMmoJis) B cmecu EtOH/muxmnoparan (1:1, 30 M) obpabaTeBanu namtaguem (5% Ha yrie, 52 mr, 0,02 MMoib) u
nepememuBain npu S0°C B Tedenue 24 4. TBepmoe BelecTBO yaamsuid GUIBTPOBAHHEM 4Yepe3 IETUT, 3aTeM
ocTaTtok npoMeiBany ¢ momoinsio EtOAc (3x20 i) u pacTBOpUTENb yaaisuid B BakyyMme. OCTaToK OYMIIAIH C
MOMOIIIBI0 KOJIOHOUHOU xpomartorpaduu (SiO,; rpaamentrsrii pexum: 0-10% MeOH/AXM, 3arem 20-100%
EtOAc/IXM/0,5% TODA, 3atem 0-5% MeOH/EtOAc/0,5% TOA) u mony4anu McKoMoe coemuHeHue (67 wmr,
34%). dy (500 MI'u, CDCly) 7,17 (dd, J 16,0, 8,0 I'u, 1H), 6,80 (d, J 8,0 I'y, 1H), 5,30-5,05 (m, 2H), 4,77-4,62
(m, 1H), 4,60 (d, J 6,9 T'u, 2H), 4,01-3,79 (m, 1H), 3,67 (d, J 3,8 I'u, 3H), 3,30-3,01 (m, 1H), 2,87-2,53 (m, 2H),
2,28 (d, J 4,3 I', 3H), 2,15 (d, J 3,8 I'y, 3H), 2,11 (d, J 17,3 T'u, 3H), 2,08-2,03 (m, 1H), 1,88-1,70 (m, 2H),
1,70-1,53 (m, 1H). Meronuxa D, BOXXX-MC: MH+ m/z 398, BY 2,27 mun (96%).

Mpumepsr 161 u 162, 6-(1-Anernnmunepuaun-3-nn)-4-[(1,3,5-rpumernn-1H-nupazon-4-wm)meTni|-
2H,3H,4H-nupuno[3,2-b][ 1,4]okcasun-3-0H (n30Mephl A u B).

IMomyyanu u3 panemmuyeckoro coenunenus npumepa 160 (60 mr) myrem pa3aeiacHHs SHAHTHOMEPOB C UC-
nosk3oBanreM HXKX u xupampHOit BOXKX (85% CO,/15% UIIC/0,1% DA Ha xomonke AD-H, 25 cMm; mm-
TeapbHOCTh 25 MuH; BY 15,6 1 19,2 mun); nomydanu sHanTaomep A (20 mr) u snanTromep B (20 mr). Metoanka
D, BOXX-MC: MH+ m/z 398, BY 2,27 mun (98%).

IMpumep 163. 6-(1-Auernnmunepuans-3-un)-8-prop-4-[(1,3,5-tpumernn-1H-mupazon-4-un)mernn]-3,4-
nmuruapo-2H-1,4-6eH30kca3nH-3-0H.

PactBop coequnenus nmpumepa 155 (400 mr, 0,85 mMoib), ykcycHoro aaruapuaa (100 Mk, 1,06 MMoinb) u
ykcycHOM kucnoTs (73 Mk, 1,28 mmons) B JIXM (8 mi) obpadateiBamyu namtaguem (10% Ha yrite, 91 mr, 0,09
MMOJIb) ¥ TiepeMernuBainy B atMocdepe Bomopona npu KT B teuenne 18 u. Cmech oOpabaTbiBany nauiaaneM
(10% =na yrue, 45 mr, 0,04 MMonb) U mepemenmmBany B arMocdepe Bogopona npu KT B Teuenue eme 24 u.
TBepaple BeniecTBa yaaasuid GUIBTPOBaHUEM 4epe3 LENUT W OCTaTOK MPOMBIBANH ¢ momolnsio XM (10 mu).
OpraHuvecKue CIIOW MPOMBIBATIM HACHIIEHHBIM BOIHBIM pacTBopoM NaHCO; (2x15 mur) u paccosmom (15 mi),
3areM cymmn (MgSOy,). OcTaTok KOHIEHTpHpOBaIH B BakyyMe. [lomyueHHoe kenaToe cMoI000pa3Hoe BelecT-
BO OYHMINAIM C MOMOIIBI0 npenapatuBHoi BOXKX (meroauka A) u monrydanu uckomoe coenuaenue (193 wr,
55%). Meroauka D, BDXKX-MC: MH m/z 415, BY 2,43 mun (100%).

Ipumep  164.  3-{[(2R)-6-(1-AneTwimunepunun-3-mn)-8-prop-2-meTnn-3-okco-3,4-muruapo-2H-1,4-
OeH30KCa3UH-4-1JI|[MeTHI | -2-MeTHIMMUIa30| 1,2-a JmupuauH-6-kapOoHUTpIIT (M30Mep A).

PactBop INUAJL (0,14 mu1, 0,68 mmons) B IXM (2 mun) nipu -20°C mMemsieHHO A00aBIsUTA K CMECH MTPOMe-
JKyTodHOTO TpomykTa 84A (191 mr, 0,62 MMOIB), MPOMEKYTOTHOTO MpoaykTa 24 (126,85 mr, 0,68 MMomnb) u
tpudenmidocduna (179,53 mr, 0,68 mmoip) B 6e3BogHOoM JIXM (4 Mi). Cmech HarpeBaym 1o KT u mepemernn-
BaHME Mpojopkany B Teuenue 90 u. PactBopuTens ynamsiu B Bakyyme. OCTaToK OYHINAIKM C MOMOIIBIO KOJIO-
HO4HOU xpomaTorpadun (SiO,; rpaguentHsIi pexum: 0-100% EtOAc/renran, 3atem 0-10% MeOH/IXM), 3a-
TeM ¢ momorpio npemnaparuBHoit BOXKX (MeToanka A) u momydanu nckomoe coequnerue (12 mr, 4%). dy (500
MTI'n, AMCO-de) 9,45-9,23 (m, 1H), 7,68-7,56 (m, 1H), 7,56-7,40 (m, 1H), 7,10-6,88 (m, 2H), 5,80-5,63 (m,
1H), 5,60-5,43 (m, 1H), 4,96-4,84 (m, 1H), 4,53-4,22 (m, 1H), 3,93-3,59 (m, 1H), 3,08-2,89 (m, 1H), 2,62-2,53
(m, 1H), 2,47-2,40 (m, 1H), 2,30-2,25 (m, 3H), 2,04-1,94 (m, 3H), 1,68 (s, 2H), 1,55-1,27 (m, 5H). Komnonka:
Chiralpak AS-H, 25 cm; noaemwkHast daza: 20% EtOH:80% CO,; ckopocTs motoka: 4 mi/mun; YO mpu 215 HM;
marensHocTh: 10 muH; 1IN 90%. Metomuka D, BOXKX-MC: MH+ m/z 476,2, BY 2,46 mun (98%).

Ipumep 165. (2R)-6-(1-Anermnmmunepunun-3-wn)-4-[(3,5-mumetmn-3H-1,2,3-tpuazon-4-min)meTu|-8-
¢drop-2-metnin-3,4-nuruapo-2H-1,4-6eH30Kca3nH-3-0H.

PactBop nmpomexyrounoro mpoaykra 44 (1,7 mmons) B JIM® (10 M) 100aBISIIN K CYCIIEH3UH TIPOMEXKY-
To4HOTO TIpoaykTa 84 (400 mr, 1,3 mmois) u Cs,CO; (1,28 1, 3,92 mmons) B IM® (10 mur). Cmech niepeMentn-
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Bayn ipu KT B Teuenue 2 4, 3aTeM pazdasisiiin Bogoit (30 mir) u paccosom (10 mir). TBepplit ocTaTok codupaiu
(UIBTPOBAHKMEM U OYHILAIN C TIOMOIIBIO KOJIOHOYHOM xpoMmatorpadun (SiO,; 0-5% MeOH/IXM) u nomyqanu
uckomoe coemqunaenue (400 mr, 74%). oy (500 MI'u, IMCO-d¢) 7,01 (dd, J 32,6, 11,3 I'n, 1H), 6,93 (d, J 27,9
I'y, 1H), 5,44-5,32 (m, 1H), 5,30-5,21 (m, 1H), 4,94-4,85 (m, 1H), 4,38 (dd, J 61,1, 12,0 I'y, 1H), 3,95 (s, 3H),
3,87-3,66 (m, 1H), 3,09-2,97 (m, 1H), 2,71-2,53 (m, 2H), 2,12-2,05 (m, 3H), 2,05-1,97 (m, 3H), 1,87-1,78 (m,
1H), 1,78-1,68 (m, 1H), 1,68-1,58 (m, 1H), 1,52-1,48 (m, 3H), 1,42-1,30 (m, 1H). Metoauka D, BOXX-MC:
MH+ m/z 416,1, BY 2,46 mun (96%).

Ipumep  166.  3-{[(2R)-6-(1-AneTwimunepunun-3-mmn)-8-prop-2-meTnn-3-okco-3,4-murunpo-2H-1,4-
OeH30KCca3uH-4-iI|MeTH | -2-MeTHIMMuIa30| 1,2-a JnupuaunH-6-kapoouutpui (nzomep B).

[Tosy4anu U3 MPOMEKyTOIHBIX MPOAYKTOB 24 1 84B 1o MeToanKe, aHAJIOTUIHON OIMMCAHHOM IS TTOJTyde-
HUs coenuHenus npumepa 164. dy (500 MI'u, JIMCO-d¢) 9,42-9,31 (m, 1H), 7,68-7,57 (m, 1H), 7,57-7,46 (m,
1H), 7,05-7,01 (m, 1H), 7,01-6,91 (m, 1H), 5,75-5,66 (m, 1H), 5,59-5,49 (m, 1H), 4,94-4,86 (m, 1H), 4,48-4,21
(m, 1H), 3,86-3,58 (m, 1H), 3,05-2,80 (m, 1H), 2,63-2,56 (m, 1H), 2,46-2,39 (m, 1H), 2,27 (s, 3H), 2,04-1,93
(m, 3H), 1,77-1,64 (m, 2H), 1,61-1,27 (m, 5H). Komnonka: Chiralpak AS-H, 25 cm; momemwxHas ¢aza: 20%
EtOH:80% CO,; ckopocth motoka: 4 mi/muH; YO mpu 215 am; gmutensHocTh: 10 Mun; U 97%. Metoauka D,
BOXX-MC: MH+ m/z 476,2, BY 2,48 mun (100%).

Mpumep 167. (2R)-6-(1-Anerunnunepuans-3-un)-8-Grop-2-MeTni-4-[ (2-MeTHINHPHUINH-3 -1 )METHII |-
3,4-nurunpo-2H-1,4-6eH30kca3nH-3-0H.

[Tonydanu u3 MpoMeKyTOUHOTO TpoAykKTa 84 U (2-METHIIMUPHUINH-3-WIT)METaHOJa TT0 METOJUKE, aHaJI0-
TUYHOHN ONMCAaHHOW UTsl ToydeHus coenuHeHus npumepa 164. Komonka: Chiralcel OD-H, 25 cm; moasmkHas
daza: 15% EtOH+0,1% TDOA:85% CO,; ckopocts motoka: 0,3 mu/mun; Y® npu 254 HM; miutensHOCTh: 80
muH; BY 44,4 u 59,3 mun (cMech nuactepeonzomepoB). Meroauka D, BOXXX-MC: MH+ m/z 412, BY 1,87 mun
(95%).

IMpumep 168. (2R)-6-(1-Anetnnmunepuaun-3-mni)-8-drop-2-metmin-4-[(2-metTuaumunaszo| 1,2-aJnupasun-
3-mm)metnin]-3,4-murunpo-2H-1,4-6eH30kca3uH-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 26 U 84 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HUs coeauHeHus npumepa 164. &y (500 MI'n, CD;0OD) 8,89 (d, J 4,0 I'u, 1H), 8,48 (d, J 4,3 I'u, 1H), 7,96 (t, J
4,3 Ty, 1H), 6,93 (m, 1H), 6,88 (m, 1H), 5,84-5,44 (m, 2H), 4,78 (m, 1H), 4,63-4,40 (m, 1H), 4,00-3,71 (m, 1H),
3,23-2,91 (m, 1H), 2,72-2,54 (m, 2H), 2,52 (m, 3H), 2,14 (s, 2H), 2,08 (s, 1H), 1,97-1,72 (m, 2H), 1,68-1,44 (m,
5H). Metoauka A, BOXKX-MC: MH+ m/z 452, BY 3,47 mun (95%).

IIpumep 169. (2R)-6-(1-AneTmmupponuaui-3-mn)-4-[(6-6pom-7-prop-2-metTunumunazo[ 1,2-almupunana-
3-un)metun]-8-prop-2-metun-3,4-quruapo-2H-1,4-6eH30kca3uH-3-0H.

[Toy4anu w3 MPOMEKXYTOUHBIX MPOIYKTOB 27 U 88 10 METOIWKE, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS coequHeHus mpumepa 164. oy (500 MI'n, IMCO-de) 8,99-8,86 (m, 1H), 7,60-7,51 (m, 1H), 7,09-7,02 (m,
1H), 7,01-6,93 (m, 1H), 5,72-5,63 (m, 1H), 5,53-5,44 (m, 1H), 4,94-4,86 (m, 1H), 3,80-3,71 (m, 1H), 3,63-3,51
(m, 1H), 3,50-2,85 (m, 3H), 2,29-2,21 (m, 3H), 2,20-2,03 (m, 1H), 1,97-1,89 (m, 3H), 1,88-1,70 (m, 1H), 1,50
(d, J 6,7 I'm, 3H). Kononka: Chiralcel OD-H, 25 cm; mogsmxHas ¢asza: 10% MeOH:90% CO,; ckopocTh OTOKA:
2 ma/mue; YO mpu 215 BM; mmTensHOCTh: 60 MHH; cMech auactepeon3omepoB coctaBa 1:1. Metommka D,
BOXX-MC: MH+ m/z 533, BY 2,27 mun (97%).

[Mpumep 170. (2R)-6-(1-Auerunmupponuans-3-mn)-8-¢prop-2-metui-4-[ (2-metnnumunasol 1,2-a|nupuaus-
3-um)metnin]-3,4-murunpo-2H-1,4-6en30kca3un-3-0H.

[Moxyganu u3 mpoMexxyToyHOro npoxykra 88 u (2-merunuMuaasol 1,2-aJmupuauH-3-mi)MeTanoia mo Me-
TOJMKE, aHAJIOTUYHON OIMMCAHHOW IJIsl TIONydeHus1 coenuHeHus: nmpumepa 164. oy (500 MI'n, JIMCO-d) 8,41-
8,31 (m, 1H), 7,44 (dd, J 9,0, 4,8 ', 1H), 7,24-7,18 (m, 1H), 7,04-6,91 (m, 3H), 5,69 (dd, J 16,5, 8,7 I'u, 1H),
5,52 (dd, J 16,3, 7,2 'y, 1H), 4,94-4,86 (m, 1H), 3,80-3,71 (m, 1H), 3,62-3,43 (m, 2H), 3,31-2,98 (m, 2H), 2,39-
2,33 (m, 3H), 2,19-2,02 (m, 1H), 1,96-1,90 (m, 3H), 1,89-1,68 (m, 1H), 1,52 (d, J 6,7 I'y, 3H). Komonka: Chiral-
pak AS-H, 25 cm; mogsmwxkHas ¢aza: 85:15 renran:EtOH+0,1% MypaBbHHOW KHCIIOTHI; CKOPOCTH MOTOKA: |
Mia/muH;, YO npu 254 HM; mmutenbHOCTh: 80 MHH;, CMECh IUacTepeom3oMepoB coctaBa 1:1. Meroamka D,
BOXX-MC: MH+ m/z 436,9, BY 2,84 mun (100%).

Ipumep 171. 6-(1-Anermmmupponuaus-3-wmin)-4-[(6-6pom-7-prop-2-metnnumunasof 1,2-aJmupunna-3-
wn)MeTwin]-8-prop-3,4-nuruapo-2H-1,4-6en3okca3nn-3-0H.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 27 U 92 MO METOAUKE, aHAJIOTHYHOW OMUCAHHOM IJIS MOJyue-
HUs coenuHenus npumepa 164. dy (500 MI', JIMCO-d¢) 9,01-8,94 (m, 1H), 7,60-7,51 (m, 1H), 7,07-7,01 (m,
1H), 7,00-6,93 (m, 1H), 5,58 (s, 2H), 4,82 (s, 2H), 3,79-3,71 (m, 1H), 3,63-3,51 (m, 1H), 3,49-3,28 (m, 1H),
3,26-3,16 (m, 1H), 3,16-2,91 (m, 1H), 2,27 (s, 3H), 2,19-2,04 (m, 1H), 1,97-1,90 (m, 3H), 1,90-1,72 (m, 1H).
Metoauka D, BOXX-MC: MH+ m/z 519,1, BY 2,03 mun (100%).

Mpumep 172.  6-(1-Auerwmupponuaus-3-ui)-4-[(6-6pom-7-prop-2-meTnimmunasol 1,2-a|nupuaun-3-
un)metnn|-3,4-nurunpo-2H-1,4-6en3okca3uH-3-0H.

[Toy4anu w3 MPOMEKYTOUHBIX MPOIYKTOB 27 U 96 TI0 METOIUKE, aHAIOTUIHON ONMCAHHOW IS MOJTyde-
HUS coequHeHus mpumMepa 164. oy (500 MI'n, IMCO-dg) 9,05-8,93 (m, 1H), 7,60-7,49 (m, 1H), 7,22-7,13 (m,
1H), 6,99-6,86 (m, 2H), 5,58 (s, 2H), 4,71 (s, 2H), 3,78-3,70 (m, 1H), 3,62-3,52 (m, 1H), 3,49-3,16 (m, 2H),
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3,13-2,90 (m, 1H), 2,27 (s, 3H), 2,18-2,02 (m, 1H), 1,97-1,89 (m, 3H), 1,88-1,70 (m, 1H). Metoauka A, BOXX-
MC: MH+ m/z 501, 503, BY 3,04 mus (100%).

Mpumep 173.  3-{[(2R)-6-(1-Auerunmupponuaun-3-un)-8-prop-2-meTuin-3-okco-3,4-muruapo-2H-1,4-
OeH30KCa3UH-4-WIT[METHI } -2-MeTHIMUIa30[ 1,2-a | mupuanH-6-KapOOHUTPHIL.

[Tosydanu U3 MPOMEKYTOIHBIX MPOIYKTOB 24 1 88 A 10 METOAMKE, AHATIOTUIHOHN OIMMCAHHOM JIJIsl TIOTyde-
Hus coeauHenus npumepa 164. Komonka: Chiralcel OD-H, 25 cm, nogsmwknas ¢aza: 12% MeOH:88% CO,;
cKkopocTh MoToka: 4 mi/mun;, YO npu 215 um; gmurensHocth: 10 mun; BY 4,2 mun; I >95%. Meronuka A,
BOXX-MC: MH+ m/z 462,2, BY 2,26 mun (100%).

Mpumep 174. (2R)-6-(1-Auermnmuppomunus-3-wun)-4-[(2,4-TAMeTHAMUPUINH-3 -1 )MeTHI | -8-hTop-2-
metwi-3,4-murunpo-2H-1,4-6eH30kca3un-3-0H.

IMomyyanu U3 MpOMEXyTOUYHBIX NPOAYKTOB 1 1 88 A 1Mo MeTOIMKe, aHAJTOTMYHON ONMMCAaHHOM IS MOJIyde-
HUs coenunHeHus npumepa 164. Komonka: Chiralcel OD-H, 25 cm; noasmkHast ¢asza: 15% MeOH:85% COy;
cKkopocTh noToka: 4 Mi/mus; YO npu 215 uM; mmurensHocTs: 10 MuH; BY 6,44 Mun. MeTtoauka A, BOXX-MC:
MH+ m/z 412, BY 1,63 mus (100%).

IIpumep 175. 6-(1-Anerunmunepuaui-3-mn)-4-[(2,4-1UMe THITHPUIAH-3 - 1) METHI|-8 - Top-3,4-muTHapo-
2H-1,4-6en30Kca3uH-3-0H.

[Toy4anu U3 MPOMEKyTOTHBIX MPOAYKTOB | 1 82 1O MeTOANKE, aHAJIOTUIHON OIMMCAHHOW JIJIS TIOTydeHUS
coequHeHUs pumepa 164. dy (500 MI', IMCO-dy) 8,20-8,12 (m, 1H), 7,06-6,99 (m, 1H), 6,98-6,84 (m, 1H),
6,69-6,58 (m, 1H), 5,31-5,13 (m, 2H), 4,83-4,65 (m, 2H), 4,47-4,37 (m, 0,5H), 4,30-4,20 (m, 0,5H), 3,87-3,73
(m, 0,5H), 3,63-3,48 (m, 0,5H), 3,03-2,91 (m, 0,5H), 2,91-2,76 (m, 0,5H), 2,59-2,51 (m, 1H), 2,47-2,43 (m, 3H),
2,42-2,37 (m, 1H), 2,31-2,25 (m, 3H), 2,04-1,94 (m, 3H), 1,77-1,63 (m, 2H), 1,58-1,21 (m, 2H). Meronuka A,
B3XX-MC: MH+ m/z 412, BY 1,64 mun (100%).

Mpumepsr 176 u  177.  6-(1-Anetnnnunepunus-3-uin)-8-dprop-4-[(1,3,5-tpumernn-1H-mpazon-4-
wn)meTwin|-3,4-murunpo-2H-1,4-6en3okca3un-3-0H (130mMepsl A u B).

[Moxyuanu u3 pauemuyeckoro coequnenns npuMepa 163 (170 Mr) myrem paszieneHus] SHAHTHOMEPOB C HC-
nonb3oBanneM HOKX wu xwpanpnoit BOXKX (kononka: Chiralpak AD-H, 25 cm; nomemxknas ¢aza: 12%
EtOH:88% CO,; ckopocTh 1moToka: 15 MII/MUH); MMOIyYaid NCKOMbIE COSIMHEHHs. XUPaJIbHBIN aHAN3 MTPOBO-
i ¢ uctionb3oBanreM HXXX u xupamsroit BOXKX. &y (500 MI'u, AMCO-dg) 6,97 (d, J 11,4 I'u, 0,5H), 6,91-
6,83 (m, 1H), 6,79 (s, 0,5H), 5,13-4,85 (m, 2H), 4,75 (d, J 2,3 'y, 2H), 4,44 (d, J 11,8 I';, 0,5H), 4,30 (d, J 8,6
I'g, 0,5H), 3,82 (d, J 13,2 I'y, 0,5H), 3,70 (d, J 11,3 I'y, 0,5H), 3,56 (d, J 6,5 'y, 3H), 3,05-2,92 (m, 1H), 2,68-
2,56 (m, 0,5H), 2,48-2,44 (m, 1,5H), 2,22 (d, J 11,2 I'u, 3H), 2,06-1,91 (m, 6H), 1,82 (d, J 13,0 T'm, 1H), 1,72 (t,
J 13,2 Ty, 1H), 1,67-1,57 (m, 1H), 1,55-1,42 (m, 0,5H), 1,41-1,25 (m, 0,5H).

Ipumep 178. (2R)-6-(1-Auermnmunepunun-3-wn)-4-[(3,5-mumetmn-3H-1,2,3-tpuazon-4-min)meTun|-8-
¢drop-2-metni-3,4-nuruapo-2H-1,4-6eH30kcaznH-3-0H (n3oMmep A).

[Momyyanu w3 coenuHEeHHs puMepa 165 myTeM pas3lIelieHus] CMECH JAUACTEPEOU30MEPOB C TIOMOIIBIO XU-
panmsnoit HXX (xononka: Chiralpak OD-H, 25 cm, mpu amonpoBanun cMmechio 85% rentan: 15% EtOH); moiy-
gaimu uckomoe coeamnenne. oy (500 MI'n, JIMCO-d¢) 7,08-6,95 (m, 1H), 6,93 (d, J 28,3 T'n, 1H), 5,39 (dd, J
16,6, 6,7 I'n, 1H), 5,33-5,18 (m, 1H), 4,89 (qd, J 6,6, 3,4 I'y, 1H), 4,50-4,38 (m, 0,5H), 4,36-4,24 (m, 0,5H), 3,95
(s, 3H), 3,88-3,76 (m, 0,5H), 3,72-3,64 (m, 0,5H), 3,14-2,85 (m, 1H), 2,72-2,62 (m, 0,5H), 2,62-2,53 (m, 1H),
2,48-2,43 (m, 0,5H), 2,09 (d, J 2,9 I'u, 3H), 2,01 (d, J 8,6 ', 3H), 1,87-1,78 (m, 1H), 1,78-1,68 (m, 1H), 1,68-
1,56 (m, 1H), 1,50 (d, J 6,7 T'u, 3H), 1,48-1,30 (m, 1H). Xupamsnas HXX: kononka: Chiralpak OD-H, 25 cwm,
TIPH SIIOMPOBAHUN € TIOMOIIBIO cMechio 85% renTan: 15% EtOH, JIN 96%. Mertonuka D, BOXX-MC: MH+
m/z 416,1, BY 2,46 mus (100%).

Ipumep 179. (2R)-6-(1-Anerunmunepunun-3-wn)-4-[(3,5-mumetmn-3H-1,2,3-tpuazon-4-min)meTu|-8-
¢drop-2-metnn-3,4-nmuruapo-2H-1,4-6en30kcazun-3-oH (n3omep B).

[Momyyanu w3 coenuHeHHUs MpuMepa 165 myTeM pas3ieneHuss CMECH AUacTepPeON30MEPOB ¢ TIOMOIIBIO XHU-
pamsHON HXX (komonka: Chiralpak OD-H, 25 cMm, npu amoupoBannu cMechio 85% renran: 15% EtOH); moiry-
gai uckomoe coeauaenue. oy (500 MI'm, IMCO-dg) 7,07-6,97 (m, 1H), 6,93 (d, J 27,6 ', 1H), 5,37 (d, J 16,6
I'm, 1H), 5,26 (dd, J 16,5, 4,9 T'n, 1H), 4,89 (qd, J 6,6, 3,4 ', 1H), 4,48-4,40 (m, 0,5H), 4,36-4,28 (m, 0,5H),
3,95 (d, J 1,8 I'u, 3H), 3,86-3,77 (m, 0,5H), 3,75-3,66 (m, 0,5H), 3,02 (t, J 12,5 I'u, 1H), 2,71-2,55 (m, 1H),
2,49-2,43 (m, 1H), 2,09 (d, J 8,8 I';, 3H), 2,01 (d, J 6,7 'y, 3H), 1,86-1,78 (m, 1H), 1,75-1,68 (m, 1H), 1,68-
1,57 (m, 1H), 1,50 (d, J 6,7 T'u, 3H), 1,48-1,31 (m, 1H). Xupamenas HXX: kononka: Chiralpak OD-H, 25 cwM,
IPH JITIoUpoBaHuu cMechio 85% rentan: 15% EtOH, I 99%. Metoauka D, BOXKX-MC: MH+ m/z 416,1, BY
2,46 muH (96%).

IMpumep 180. (2R)-6-(1-AnerunmumnepuaunH-3-wmi)-8-GpTop-2-MeTHI-4-[(2-MeTHUITUPUINH-3 -1 )METHI |-
3,4-nurunpo-2H-1,4-6en3okca3zun-3-0H (n3omep A).

[Momyyanu w3 coenuHeHHUs mpuMepa 167 myTeM pas3IeneHuss CMECH AUAaCTePEON30MEPOB € TIOMOIIBIO XHU-
pampaOit HXXX (komonka: Chiralpak AD-H, 25 cm; amoent: 10% HUIIC+0,1% TDA: 90% CO,; ckopocTh TOTO-
Ka: 4 mi/muH; nmutenbHOCTh: 40 Mun; BY 24,8 MuH); momyyanu uckomoe coequnenue. oy (500 MI'n, IMCO-
de) 8,32 (d, J 4,3 I'i, 1H), 7,31-7,22 (m, 1H), 7,16-7,11 (m, 1H), 7,02-6,92 (m, 1H), 6,72-6,62 (m, 1H), 5,21-
5,06 (m, 2H), 5,03-4,95 (m, 1H), 4,41-4,19 (m, 1H), 3,80-3,57 (m, 1H), 3,03-2,91 (m, 1H), 2,65-2,40 (m, 2H),
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2,55 (s, 3H), 1,99-1,90 (m, 3H), 1,73 (d, J 11,7 I'u, 1H), 1,69-1,61 (m, 1H), 1,60-1,48 (m, 4H), 1,47-1,20 (m,
1H). Metoauka D, BOXX-MC: MH+ m/z 412,2, BY 1,86 mun (99%).

IMpumep 181. (2R)-6-(1-AnerunmumnepuaunH-3-wmi)-8-GpTop-2-MeTHI-4-[ (2-MEeTHITUPUINH-3 -1 )METHI |-
3,4-murunpo-2H-1,4-6en3okcazun-3-oH (n3omep B).

[Momyyanu w3 coenuHeHHUs mpuMepa 167 myTeM pas3IeneHusi CMECH AUaCTePEON30MEPOB ¢ TIOMOIIBIO XHU-
pamsHON HXX (xomonka: Chiralpak AD-H, 25 cwm; amoent: 15% EtOH:85% rentan+0,1% TOA; ckopocTs mo-
toka: 0,3 mu/muH; amurenbHOCTh: 80 MuH; BY 45,9 MuH); momyuanu uckomoe coemuHenue. Oy (500 MIm,
IMCO-dy) 8,35-8,30 (m, 1H), 7,31-7,22 (m, 1H), 7,17-7,10 (m, 1H), 7,03-6,91 (m, 1H), 6,72-6,61 (m, 1H),
5,23-5,15 (m, 1H), 5,10-5,03 (m, 1H), 5,03-4,96 (m, 1H), 4,41-4,15 (m, 1H), 3,79-3,54 (m, 1H), 3,03-2,91 (m,
1H), 2,65-2,53 (m, 1H), 2,55 (s, 3H), 2,53-2,40 (m, 1H), 1,97-1,90 (m, 3H), 1,75 (d, J 12,3 I'u, 1H), 1,68-1,61
(m, 1H), 1,60-1,48 (m, 1H), 1,53 (d, J 6,7 ', 3H), 1,47-1,21 (m, 1H). Meroguka D, BOXXX-MC: MH+ m/z
412,2, BY 1,88 mus (100%).

Mpumep 182. 3tun-(3S)-3-metmin-1-{3-okco-4-[(1,3,5-rpumernn-1H-nupazon-4-un)mernn | nupunol| 3,2-
b][1,4]okca3un-6-11} munepuIuH-3-KapOOKCHIIAT.

PactBop 2-muimknorekcungochuno-2',6'-nuuzonponokcudonpenmia (0,024 r, 0,052 mMmonbs) u anerara
nautaausi(Il) (0,0058 r, 0,026 mMoup) B 1,4-1HOKCaHe JeTa3upoBAIA U HAarpeBainu B atMocdepe azota npu 60°C
B TeueHne 5 muH. CMmech oxnaxmanu no KT, 3atem mobaBmsum mpomexxkyTounsrid npoaykr 112 (0,13 1, 0,52
MMOJIb), (S)-3THi-3-Metrnnunepuaut-3-kapookcumnar (0,094 r, 0,55 mmoinp) u kap6onat mesms (0,51 r, 1,56
MMOJTb). CMeCh TIOBTOPHO JIETa3UPOBAIH, 3aTEM KHUILSTHIIA C OOPATHBIM XOJIOJAUILHUKOM B aTMocdepe a3oTra B
TedeHue 2 4. PeakImoHHYIO cMech BbUIMBaNU B cMech EtOAc/Boma. Ciow pasnessuid, H OpraHWIecKUH CIIoH
TPYKABI IPOMBIBATIM BOJOH, 3aTeM cyunum Hag MgSO4 M KOHIIEHTpHPOBa K B BakyyMe. OCTaTOK OYHIIAH C
MIOMOIIBIO0 KOJIOHOYHOH XpoMmarorpaduy Ha JTUOKCHJE KPEMHHUS IIPH JIOUPOBAHUM B T'PAJUCHTHOM PEKHME C
nomotneio 0-80% EtOAc B JIXM u nonyvanu uckomoe coemunenue (0,060 r, 30%) B Buae OJCIHO-KEITOTO
macia. JKXMC (OP+) (M+H)" 442, BY 1,53 mun.

ITpumep 183. (35)-3-Metnn-1-{3-okco-4-[(1,3,5-rpumerni-1 H-mmpazon-4-mm)merun Jnupumo[ 3,2-
b][1,4]okca3uH-6-11} TUIepHIIH-3-KapOOKCaMUI.

K pactBopy coeannenns npumepa 182 (0,06 r, 0,14 mmoins) B cmecu TT'@/MeOH nobasisim 2 M BoHBIH
pactBop NaOH (1 mu). Cmech HarpeBaym ripu S0°C B Teuenne 30 muH, 3ateM oxnaxnanmu 1o KT u Helitpanuso-
BeIBaM 2 M BomHBIM pacTBopoM HCI. Opranudeckuii cioi KOHIICHTPUPOBAIH B BaKyyMe, 3aT€M OCTABIIYIOCS
BOJY YAAISUIA CYIITKOH BhIMOpakuBanueM. Heounmenusiit octatok npu KT nepenocwnu B JIM®, 3atem mobas-
s xopun ammonus (0,073 r, 1,36 mmomns), TATY (0,067 1, 0,18 mmons) u tpudtuinamud (0,14 T, 1,36
MMoJTb). CMech repeMenrBaiy B Tedenre 30 MUH, 3aTeM PEaKINI0 OCTaHABINBAIM HACHIIIICHHBIM BOJIHBIM pac-
tBopoM NaHCOj3. Peaknimonnyto cMech BeunBainu B cMech EtOAc/Boga. Ciion pa3iemnsiid U OpraHUIeCKUi CIIOH
TPYKIBI IPOMBIBAJIM BOJOH, 3aTeM CyInwiin Hagx MgSO, 1 KOHIEHTPUPOBAIN B Bakyyme. OCTaTOK OYMIAIH C
MIOMOIIBIO0 KOJIOHOYHOH XpoMmarorpaduy Ha JTUOKCHJE KPEMHHUS IIPH JJIIOUPOBAHUM B T'PAJUCHTHOM PEKHME C
nomotneio 0-80% EtOAc B IXM u monyvanu uckomoe coequnaenue (0,017 r, 30%) B Bume 0eioro TBEpIoro
BemecTBa. Oy (400 MI'u, CDCL) 7,19 (d, 1H, J 8,5 T'm), 6,76 (s, 1H), 6,32 (d, 1H, J 8,6 I'm), 5,26 (s, 1H), 5,18-
5,05 (m, 2H), 4,60-4,50 (m, 2H), 4,33 (d, 1H, J 13,3 '), 3,83-3,78 (m, 1H), 3,68 (s, 3H), 2,89-2,78 (m, 1H),
2,71 (d, 1H, J 13,4 '), 2,26 (m, 3H), 2,11 (s, 3H), 1,78-1,62 (m, 3H), 1,31 (m, 1H), 1,22 (s, 3H). XXMC (OP+)
(M+H)" 413, BY 1,66 mun.

[Tpumep 184. 6-(1-Auermmmupponunui-3-un)-8-prop-4-({ 7-pTop-6-[2-(2-THapoKcUIponan-2-
W) TAPUMHUIAH-S5 -1 |-2-MeTuuMua3o| 1,2-aJmupuaua-3-wi } metnn)-3,4-auruapo-2H-1,4-6en30kca3nn-3-0H.

Bomusiii pactBop Na,COs (2 M, 0,3 mur) nobaBmsuin kK cMecu coenuHeHus: mpumepa 171 (114 wmr, 0,2
MMoOJIb) U 2-[5-(4,4,5,5-Tetpamerni-1,3,2-mrokcabopoiaan-2-mil) TUpUMUAIINH-2-11 Jnpornad-2-ona (58 wmr, 0,22
MMoutb) B 1,4-muokcane (2 mir). CMech Jiera3upoBaiy IyTeM MPOITyCKaHus a3oTa B TedeHue 10 muH, 00padaThi-
Bas yibTpasBykoM. OnHoit mopuwmeit no6asisimu Pd(dppf)Cl, (8,1 mr, 0,01 MMoIts) n cMech Aera3upoBaiy ITyTeM
NPOITyCKaHMs a30Ta B TeUCHHE 5 MHH, 00padaThiBasi yIbTpa3ByKoM. PeakimoHHyI0 cMech HarpeBain B repMeTH-
3UpOBaHHOMN MpoOupke B aTMocdepe azoTa npu nepeMemuanuy npu 100°C B teuenne 90 MuH, 3aTeM BBLIED-
xwuBanu npu KT B Teuenne Houn. Cmecs noasepranu pacnpeneneHuto Mexay EtOAc (30 M) U HachIIEHHBIM
BOJIHBIM pacTBopoM Na,COj; (30 mur), 3aTeM opraHu4eckyio a3y OTIENSUIM U BOAHBIN CIIOH 3KCTParnpoBalH C
nomornisio EtOAc (2x30 muir). OObequHEHHBIE OpraHUYeCKHe dKCTPAKThI MPOMBIBAIIM paccoioM (20 mi) U Cy-
iy Hag MgSOy, 3aTeM QUIBTPOBAIM M KOHIEHTPUPOBAIHM B BakyyMe. HeounIeHHbIH OCTaTOK pasieisiz C
noMoIsio npenapatuBHoit BOXKX (mertonmka A) u momydanu nckomoe coeannerue (41,8 mr, 37%). dy (500
MTI'n, AMCO-ds) 9,06-8,98 (m, 2H), 8,89-8,83 (m, 1H), 7,61-7,51 (m, 1H), 7,12-7,05 (m, 1H), 7,02-6,93 (m,
1H), 5,68-5,58 (m, 2H), 5,19 (s, 1H), 4,82 (s, 2H), 3,78-3,68 (m, 1H), 3,54-3,40 (obs m, 2H), 3,23-2,91 (obs m,
2H), 2,35-2,31 (m, 3H), 2,17-2,00 (m, 1H), 1,92-1,88 (m, 3H), 1,87-1,67 (m, 1H), 1,56 (s, 6H). Metoauka D,
BOXX-MC: MH+ m/z 577,3, BY 1,82 mun (100%).

IMpumep 185. 6-(1-Anetmwnmupponuant-3-un)-4-({7-prop-6-[2-(2-ruapokcuIipornan-2-mui)MupUMHIAH-S-
nn|-2-metmmuMua3o| 1,2-a|Jmupuaus-3-mwi} metun)-3,4-nuruapo-2H-1,4-6en30kca3nn-3-0H.

I[Momyyamu w3 coemuHeHuss mnpumepa 172 u  2-[5-(4,4,5,5-terpamerni-1,3,2-nrokcaboposian-2-
W) TUPUMUTAH-2 -1 [TPOTIaH-2-0J1a 10 METOJIUKE, aHATOTUYHOM OMMCAHHOW JJIS TONYYCHUS COCAUHCHHS TPH-
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Mepa 184; momydyanmu uickomoe coenuuenue. oy (500 MI', IMCO-dg) 9,04-8,98 (m, 2H), 8,91-8,84 (m, 1H),
7,60-7,50 (m, 1H), 7,26-7,18 (m, 1H), 6,98-6,88 (m, 2H), 5,63 (s, 2H), 5,18 (s, 1H), 4,72 (s, 2H), 3,77-3,67 (m,
1H), 3,53-3,38 (m, 2H), 3,23-2,90 (m, 2H), 2,35-2,31 (m, 3H), 2,16-1,98 (m, 1H), 1,93-1,87 (m, 3H), 1,87-1,66
(m, 1H), 1,56 (s, 6H). MeToguka D, BOXX-MC: MH+ m/z 559,2, BY 1,75 mun (100%).

IMpumep 186. 6-(1-AueTmmuppomuaud-3-mn)-8-prop-4-{[7-prop-2-metnn-6-(1-metwmn-1H-mupazon-4-
nn)umuaaszo| 1,2-almupuaus-3-wi |MeTwn § -3,4-nuruapo-2H-1,4-6en30kca3nH-3-0H.

[Mony4anu u3 coenunenus npumepa 171 u 1-mernn-4-(4,4,5,5-terpamermi-1,3,2-nrokcaboporan-2-mi)-
1H-nupa3ona mo MeTOAWKE, aHAJIOTHYHOM OMUCAHHOW JUIS TOJIY9eHHS COeIWHeHUs npuMepa 184; mosrydanu
nckomoe coenuaenue (51%). Meroanka A, BOXKX-MC: MH+ m/z 521,1, BY 2,83 mun (100%).

[Tpumep 187. 6-(ITuppomuaun-3-un)-4-[(1,3,5-tpumernn- 1 H-mupazon-4-un)mernn |-2H,3H,4H-
mupuao[3,2-b][1,4]okcasuH-3-0H.

[Ipomexxyrounsiit mpoaykt 155 (187 mr, 0,42 mmosb) B cyxoM XM (5 mi1) aBaxabl NpoIyBaid a30TOM.
Job6amstmu mamnaguid (150 mr, 1,18 MMoub), ¥ pacTBOp NMpOIyBaJIM a30TOM, 3aTEM BOIOPOJIOM, 3aTEM IepeMe-
mmBany B armocdepe Bopoposaa npu KT B Tedenue 60 4. PeakunonHyto cmecs pazbasisu ¢ nmomouisio JIXM,
¢unpTpOBaNM Yepe3 cioil enura M npomsiBan ¢ nomomblo MeOH. KonneHntpupoBaHue B BakyyMme aaBajio
uckomoe coeaunaenue (136 mr, 83%). oy (500 MI', CDCl;) 9,95 (s, 1H), 7,13 (d, J 8,0 I'n, 1H), 6,80 (d, J 8,0
I'y, 1H), 5,14-4,97 (m, 2H), 4,55 (s, 2H), 3,69-3,61 (m, 1H), 3,60 (s, 3H), 3,58-3,53 (m, 1H), 3,52-3,44 (m, 1H),
3,41-3,32 (m, 2H), 2,40-2,28 (m, 1H), 2,20 (s, 3H), 2,19-2,09 (m, 1H), 2,01 (s, 3H). Meroauka B, BOXX-MC:
MH+ m/z 342, BY 1,09 mus (88%).

IIpumep 188. 6-[1-(Metarcynbdonun)muppoauant-3-ui]-4-[(1,3,5-tpumerni- 1 H-nupazon-4-um)mernin]-
2H,3H,4H-mupuno[3,2-b][ 1,4]okca3nn-3-0H.

Tpwtunamur (0,1 mur, 0,701 MMonb) H00aBISIIM K pacTBOpY coenawHeHus npumepa 187 (136 wmr, 0,351
MMoutb) B JIXM (3 wmu). TTonydernyto cmech oxnaxaanmu no 0°C, 3aTeM Mo KaruisiM T00aBIISITH METaHCYIIb(O-
Huxotopun (0,054 mu, 0,701 mmons) B IXM (0,5 mi). Peaknnonnyto cmecs nepememuBany npu KT B Teuenue
1,5 4, 3aTem pazbasismu ¢ nomouibio JIXM 1 ABa 6! IPOMBIBAIM BOAOH M OJMH pa3 paccosnoM. OpraHudeckue
(a3sl 00benuHsIH, cymi Hax Na,SO4 ¥ KOHIEHTPUPOBAIM B BakyyMme. HeounIeHHBI OCTaTOK OYMINAIH C
nomotsio npenapatuBHO BOXKX (Mmerommka C) m moxydamm uckomoe coeauHerue (75 mr, 51%). &y (500
MI'n, AMCO-dy) 7,36 (d, J 8,0 I', 1H), 7,01 (d, J 8,1 I'u, 1H), 5,08-4,97 (m, 2H), 4,73 (s, 2H), 3,65 (dd, J 9,5,
7,9 I', 1H), 3,56 (s, 3H), 3,56-3,49 (m, 1H), 3,49-3,41 (m, 1H), 3,35 (m, 1H), 3,27 (t,J 9,3 I'u, 1H), 2,92 (s,
3H), 2,23 (m, 1H), 2,19 (s, 3H), 2,14-2,02 (m, 1H), 1,99 (s, 3H). Meroauka A, BOXXX-MC: MH+ m/z 420, BY
3,24 muH (100%).

[Tpumep 189. tpeT-bytmin-4-{7-dprop-2-oxco-3-[(1,3,5-tpumerni- 1 H-mupazon-4-un)mernn]-1,3-
OCeH30KCa30JI-5-1J1 } TUNIepUInH- | -kapOokcuar.

K pactBopy coennnenns npumepa 107 (500 mr, 1,096 mmons) B EtOH (10 mi) no6asmsmu 10% Pd/C (300
MT). PeakiimoHHYI0 CMeCh mepeMernmBaii B atMocdepe Bogoposaa nmpu KT B Teuenne 6 9, 3areM (UIBTPOBAIN
yepe3 menutT. OpraHndeckuidl ciIoi KOHIEHTPUPOBAIM W IONydanu Hckomoe coexmHeHme (450 wmr, 80%).
KXMC: m/z 459,4 (97%).

ITpumep 190. 7-®rop-5-(munepuaun-4-nn)-3-[(1,3,5-rpumernn-1 H-nupazon-4-un)mernin]-1,3-
0eH30Kca3011-2-0H.

K pactBopy coenunenus npumepa 189 (450 mr, 0,982 mmons) B 1,4-nuokcane (2 M), BRIACPKUBAEMOMY
npu 0°C, no6asnsuu 4 H. pactBop HCI B 1,4-nnokcane (3 mur). Peakimonnyro cmech nepememiBaiu npu KT B
TedeHue 12 4, 3aTeM KOHIEHTPUpOBaIH. TBepablii octaTok pactBopsuiy B JIXM (10 mur). OpraHudecKuii cioi
MIPOMBIBAIA HACHITIICHHBIM BOTHBIM pacTBopoM NaHCO;. OpraHndeckuil clioi OTAeNsd, 3aTeM KOHIIEHTPUPO-
BaNM U moirydanu uckomoe coexunenue (0,25 r, 71%). oy (400 MI'n, IMCO-d¢) 7,02-6,91 (m, 2H), 4,81 (s,
2H), 3,61 (s, 3H), 3,15-3,06 (m, 2H), 2,68 (m, 2H), 2,27 (s, 3H), 2,11 (s, 3H), 2,01 (m, 3H), 1,75 (m, 2H).
KXMC: m/z 359 (98%).

[Tpumep 191. 7-®dtop-5-(munepuann-3-un)-3-[(1,3,5-tpumernin- 1 H-mupazon-4-unm)mernn]-1,3-
6ensoxca3on-2(3H)-oH.

K pactBopy coemunenus npumepa 105 (0,5 T, 1,42 mmons) B EtOH (100 mut) no6asmsua 1 H. pactBop HCl
(5 M) u PtO, (0,2 r). PeakunonHyto cMech nepeMenInBaIn B atMmocgepe Bo0poa IpU JaBJIeHUH, paBHOM 60
dynT-cumna/moiiv’, ipu KT B Teuenue 6 u, 3aTeM GUIbTpoBam yepes uenut. GuibTpar KoHIeHTpuposany. He-
OYMIICHHBII ocTaToK pacTBopsuid B JIXM, W OpraHWYecKHi CJIOW MPOMBIBAIM HACHIIICHHBIM BOJHBIM PacTBO-
pom NaHCO;. Opranunueckuil cioi cymmn Hax Na,SO,4, 3aTeM KOHIEHTPUPOBAIHN U MOJyYald UCKOMOE CO-
enunenue (450 mr, 88%). dy (400 MI'u, AMCO-d¢) 7,18-7,00 (m, 2H), 4,80 (s, 2H), 3,61 (s, 3H), 2,82 (m, 2H),
2,80 (m, 1H), 2,27 (s, 3H), 2,11 (s, 3H), 1,89 (m, 2H), 1,75 (s, 3H), 1,68 (m, 1H). 2KXMC: m/z 359,3 (98%).

Mpumep 192. 5-(1-Anerunmunepunus-3-un)-7-¢prop-3-[(1,3,5-rpumernin-1H-nupazon-4-mn)merun]-1,3-
OeH30KCa307-2-0H.

K pactBopy coemunenus mpumepa 191 (0,2 r, 0,558 mmounp) B JIXM (5 mi) npu 0°C moGaBisiin aneTHII-
xyopun (0,052 1, 0,67 mmoinb) u TpudTHIIaMuH (0,2 mut, 1,676 MMoIh). PeakmmoHHyI0 CMeCh IepeMEITBai TIPH
KT B Teuenue 12 4, 3aTeM peakinuio ocTaHaBIuBaiy ¢ momoiisio H,O (5 M), BoaHslit ciioit skcTparupoBaiu ¢
nomotibio JIXM, 3arem opraHudeckuil CiIoi KOHIEHTpUpOoBaid. HeounieHHbIH 0CTaTOK OYHIIAIH C IOMOIIIBIO
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npemapatuBHoi TCX n momyyanu uckomoe coeamaenune (19 mr). oy (400 MI'n, CD;0D) 7,15 (d, J 30,8 ', 1H),
7,01 (dd, J 15,6, 11,5 T'u, 1H), 5,00 (d, J 3,8 I'u, 2H), 4,57 (t, J 13,8 ', 1H), 3,94 (s, 3H), 3,27-3,09 (m, 2H),
2,96-2,60 (m, 3H), 2,49 (d, J 7,8 ', 4H), 2,16 (d, J 4,4 'y, 2H), 2,04 (m, 2H), 1,86 (m, 2H), 1,74-1,54 (m, 2H).
KXMC: m/z 401,2, BY 2,15 mun (100%).

Ipumep 193.  7-®rop-5-[ 1-(meTuncynbdonmn)munepunnu-3-wil-3-[(1,3,5-tpumeTnn- 1 H-upazon-4-
nn)mernn|-1,3-6en3okcazon-2(3H)-ox.

K pactBopy coenunenus npumepa 191 (0,2 r, 0,558 mmonp) B IXM (5 mur) npu 0°C m100aBiIsiaIn Me3WII-
xyopun (0,1 M, 0,67 Mmoutb) u TpudTHiIamMuH (0,2 M, 1,676 MMoIh). PeakiimoHHyI0 cMech MepeMennBaIl Ipu
KT B Teuenue 12 4, 3aTeM peakinio oCTaHaBIUBaIU ¢ ToMoInbio H,O (~7 mut). BoaHBIH clloi SKCTparupoBaim ¢
nomotibio JIXM, 3arem opraHudeckuil CiIod KOHIEHTpUpOoBaId. HeounieHHbIH 0CTaTOK OYHIIAIH C MIOMOIIIBIO
npemapatuBHoi TCX u momydanu uckomoe coemaunenue (9 mr). oy (400 MI'u, IMCO-dg) 7,10-7,07 (m, 2H),
4,80 (s, 2H), 3,61 (s, 3H), 3,57 (m, 2H), 2,89 (s, 3H), 2,79-2,62 (m, 3H), 2,28 (s, 3H), 2,10 (s, 3H), 1,85 (m, 2H),
1,60 (m, 2H). XKXMC: m/z 437,2, BY 2,13 mun (99%).

Mpumep 194. 3-{7-®rop-2-okco-3-[(1,3,5-rpumerni-1H-mmpazon-4-mn)merun]-1,3-0eH30Kcazon-5-umi} -
nunepuanH-1-kapOookcamu.

K pactBopy coexnnenus npumepa 191 (0,2 r, 0,558 mmous) B TT'® (10 mi) npu 0°C noGasnsuim AcOH
(0,1 mi, 1,674 mmons) u nnanat kanus (0,678 r, 8,37 mMonb). Peakunonnyto cmecs nepememnBany npu KT B
TedeHue 12 4, 3aTeM KOHIEHTPUPOBAIA. HEOUNIIIEHHBIH 0CTATOK OYHIIAIN € IIOMOIIBIO MpenapaTuBHoi BOXKX
U ToTy4dain uckomoe coeauuenue (33 mr). oy (400 MI'u, CD;0D) 7,06-6,86 (m, 1H), 6,80 (s, 1H), 4,87 (s, 2H),
4,18-3,91 (m, 2H), 3,81 (s, 3H), 2,80 (ddd, J 42,6, 21,5, 11,2 I'u, 2H), 2,43 (s, 3H), 2,20 (s, 3H), 2,10-1,91 (m,
2H), 1,91-1,45 (m, 3H). )KXMC: m/z 402,3, BY 1,73 mun (100%).

Ipumep  195.  7-®rop-5-[ 1-(meTuncynbdonmn)nmunepunun-4-wi]-3-[(1,3,5-tpumeTnn- 1 H-upazon-4-
nn)mernn]-1,3-6en3okcazon-2(3H)-on.

[Monydanu u3 coenuHenus npuMepa 190 mo MeTomuke, aHATOTUIHONW OMMCAHHOMN ISl MOJyYEHHUST COCNIU-
HeHus npumepa 193; momyyanu uckomoe coeaunenue. Oy (400 MI'm, JIMCO-d¢) 7,05-7,00 (m, 2H), 4,80 (s,
2H), 3,67 (dt, J 11,5, 2,4 I'u, 2H), 3,61 (s, 3H), 2,90 (s, 3H), 2,83 (d, J 2,4 ', 2H), 2,80 (d, J 2,5 I'u, 1H), 2,27
(s, 3H), 2,11 (s, 3H), 1,91-1,76 (m, 2H), 1,67 (qd, J 12,5, 4,1 I'y, 2H). KXMC: m/z 437,2, BY 2,11 mus (99%).

Mpumep  196.  (2R)-6-(1-Auerunnunepunus-3-un)-4-[(2,4-mMMeTHINHPUINH-3 -Hi1)Me T |-8-pTOp-2-
MeTHI-1,4-0eH30KCca3uH-3-0H (H30Mep A).

INomyyanu U3 MPOMEXYTOUYHBIX NPOAYKTOB 1 1 84 A 1Mo MeTOAMKeE, aHAJTOTMYHON OMHMCAaHHOM IS MOJIyde-
HUs coenuHenus npumepa 164. dy (500 MI'u, JIMCO-d¢) 8,17-8,12 (m, 1H), 7,03-7,00 (m, 1H), 6,98-6,86 (m,
1H), 6,62 (s, 1H), 5,42-5,30 (m, 1H), 5,18-5,07 (m, 1H), 4,86-4,79 (m, 1H), 4,45-4,19 (m, 1H), 3,82-3,58 (m,
1H), 3,00-2,78 (m, 1H), 2,47-2,38 (m, 5H), 2,31-2,26 (m, 3H), 2,02-1,96 (m, 3H), 1,78-1,66 (m, 2H), 1,47 (m,
5H). Metomuka D, COXXX-MC: MH+ m/z 426,3, BY 1,82 mun (98%).

IIpumep 197. (2R)-6-(1-Anerunmunepuau-3-mi)-4-[(6-6pom-7-prop-2-metnaumunasof 1,2-aJmupunna-3-
nn)Metnn|-8-prop-2-mMetni-1,4-0eH30Kca3uH-3-0H.

[Tosy4anu U3 MPOMEKYTOIHBIX MPOIYKTOB 27 U 84A 10 METOAMKE, AHATIOTUIHOHN OIMMCAHHOM JIJIsl TIOTyde-
HUS coequHeHus mpumepa 164. oy (500 MI'n, IMCO-dg) 9,03-8,91 (m, 1H), 7,60-7,53 (m, 1H), 7,02-6,91 (m,
2H), 5,74-5,67 (m, 1H), 5,53-5,46 (m, 1H), 4,93-4,87 (m, 1H), 4,48-4,25 (m, 1H), 3,87-3,60 (m, 1H), 3,04-2,82
(m, 1H), 2,63-2,54 (m, 1H), 2,48-2,39 (m, 1H), 2,30-2,25 (m, 3H), 2,03-1,95 (m, 3H), 1,74-1,65 (m, 2H), 1,55-
1,27 (m, 5SH). Meroauka D, COXX-MC: MH+ m/z 549,1, BY 2,48 muH (97%).

[Mpumep 198. (2R)-6-(1-Anernn-4,4-nudropnupponuaus-3-ui)-8-prop-2-metnn-4-[(1,3,5-rpumernn-1H-
npason-4-un)mernn|-3,4-qurunpo-2H-1,4-6en30kca3uH-3-0H.

CycrieH3uto npoMexxyrouHoro npoaykra 180 (74,5 mr, 0,12 mmons), 10% namnagus Ha yrie (copepaHue
BoabI 50%) (12,25 mr, 0,01 Mmois), ykeycHoro anrunpuzaa (15,3 mxi, 0,16 MMmoins) u ykeycHo kuciotsl (15,3
MK, 0,27 mmois) B IXM (3 min) nepememmBany B atMocdepe Bogopozaa B teuenue 17,5 4. Cmechk ¢pmibTpoBa-
JIU 4epe3 cIIoi 1enuTa, mpoMbiBas cMechio JIXM/MeOH coctaBa 1:1 (100 muin). ®uimbTpaT KOHIIEHTPUPOBAIH B
BaKyyMe, 3aTe€M OCTATOK IOIBEPTAIH PACIPEIEICHHIO MEXTy HACBHINEHHBIM BOIHBIM pacTBopoM Na,COs; (30
M) u EtOAc (30 mun). Opranmdeckyto ¢a3y OTHEISUITM M BOAHBINA CIIOW DKCTparupoBaiu ¢ nmomoibio EtOAc
(2x30 mur). OOBeMHEHHBIE OPTaHMYECKUE SKCTPAKTHI MPOMbIBaIM paccosioM (30 mur), cymwmim Hag MgSOy,
(GUIBTPOBANTH ¥ KOHIICHTPUPOBATHU B BakyyMe. OUHCTKA HEOUHIIICHHOTO OCTaTKa (46 MI') C TOMOIIBIO KOJIOHOY-
Hoit xpomarorpacduu (0-100% EtOAc B renrane, 3atem 0-10% MeOH B IXM), 3atem ¢ momomsio BOXKX (me-
tomuka C) maBana uckomoe coenuHenue (4,6 mr, 9%). dy (500 MI'u, IMCO-d¢) 7,09-6,97 (m, 1H), 6,90-6,80
(m, 1H), 5,18-5,03 (m, 1H), 4,96-4,78 (m, 2H), 4,10-3,76 (m, 4H), 3,56 (s, 3H), 3,53-3,36 (m, 1H), 2,20-2,16
(m, 3H), 2,04-1,99 (m, 3H), 1,96-1,92 (m, 3H), 1,53-1,47 (m, 3H). Meroguka E, COXX-MC: MH+ m/z 451,2,
BY 2,51 muH (99%).

Mpumep 199.  (2R)-6-(1-Auerunnunepunun-3-un)-4-[(2,4-TMMeTHIIHPUINH-3 -HI)MeTHI |-8-pTOp-2-
MeTHI-1,4-0eH30Kca3uH-3-0H (m30Mmep B).

INomyyanu n3 NpoMexyTOUHBIX NPOAYKTOB 1 1 84B mo mMeToanke, aHAIOTUYHOM ONUCAHHON IS MOJTyue-
HUs coenuHenus npumepa 164. dy (500 MI'u, JIMCO-dy) 8,19-8,11 (m, 1H), 7,05-6,98 (m, 1H), 6,98-6,82 (m,
1H), 6,62 (s, 1H), 5,46-5,27 (m, 1H), 5,19-5,04 (m, 1H), 4,83 (q, J 6,6 I';, 1H), 4,48-4,20 (m, 1H), 3,87-3,48 (m,
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1H), 3,04-2,80 (m, 1H), 2,59-2,53 (m, 1H), 2,47-2,42 (m, 3H), 2,42-2,36 (m, 1H), 2,32-2,26 (m, 3H), 2,03-1,96
(m, 3H), 1,76-1,65 (m, 2H), 1,57-1,24 (m, 5H). Meroguka D, COXX-MC: MH+ m/z 426,3, BY 1,80 mun
(100%).

IIpumep 200. (2R)-6-(1-Anerunmunepuant-3-wmin)-8-hrop-2-meTmin-4-[(2-meTunumuaaszol 1,2-a]nupazun-
3-unm)metun]-1,4-6eH30Kca3uH-3-0H.

[Tosydanu U3 MPOMEKYTOIHBIX MPOIYKTOB 26 U 84A 10 METOAMKE, AHATIOTUIHON OIMMCAHHOM JIJIsl TIOTyde-
HUS coeuHeHus mpumepa 164. dy (500 MI', CD;0D) 8,89 (d, J 4,0 I'u, 1H), 8,48 (d, J 4,3 ', 1H), 7,96 (t,]
4,3 Ty, 1H), 6,93 (m, 1H), 6,88 (m, 1H), 5,84-5,44 (m, 2H), 4,78 (m, 1H), 4,63-4,40 (m, 1H), 4,00-3,71 (m, 1H),
3,23-2,91 (m, 1H), 2,72-2,54 (m, 2H), 2,52 (m, 3H), 2,14 (s, 2H), 2,08 (s, 1H), 1,97-1,72 (m, 2H), 1,68-1,44 (m,
5H). Metomuka A, BOXX-MC: MH+ m/z 452, BY 3,47 mun (95%).

ITpumep 201. 3-{[6-(1-AneTnnnunepuaun-3-muin)-8-drop-3-okco-1,4-6eH30Kca3UH-4- 1T [METHI } -2-
MeTmImMHIa30| 1,2-a]mmpuanH-6-kapOOHUTPHIL.

IMomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 24 1 82 MO METOAUKE, aHAJIOTUYHOW ONMUCAHHOM IJIS MOJyue-
HUs coequHeHus nmpumepa 164. oy (500 MI'n, IMCO-d¢) 9,37 (s, 1H), 7,62 (dd, J 9,3, 5,4 T'u, 1H), 7,54-7,44
(m, 1H), 7,04-6,90 (m, 2H), 5,62 (d, J 4,0 'y, 2H), 4,82 (s, 2H), 4,50-4,25 (m, 1H), 3,73 (m, 1H), 3,00 (t, J 12,2
I'y, 1H), 2,91 (t,J 12,4 T'u, OH), 2,31 (s, 3H), 1,99 (s, 3H), 1,69 (d, J 8,5 ', 2H), 1,51 (m, 2H), 1,25 (s, 2H).
Metomuka A, BOXX-MC: MH+ m/z 462,0, BY 3,43 mun (96%).

Ipumep  202.  (2R)-8-Drop-4-[(6-dTOp-2-MeTrmMMua30| 1,2-a | nmupuarH-3 -1 )MeTHII |-2-Me THI-6-[ 3-
(meTuncynshorumunonn)hennn]-1,4-6eH30Kkca3uH-3-0H.

[Toydanu w3 MPOMEXYTOIHBIX MPOIYKTOB 177 u 187 Mo MeToAvKe, aHAJOTUYHON OMUCAHHON IS TIOTY-
yeHHs coenuHeHus npumepa 64. oy (500 MI'u, IMCO-dg) 8,57 (dd, J 5,0, 2,2 I'u, 1H), 8,14 (s, 1H), 7,93 (d, J
7,1 Ty, 1H), 7,79 (d,J 7,9 I'u, 1H), 7,66 (t,J 7,8 I'n, 1H), 7,50 (dd, J 9,8, 5,4 'y, 1H), 7,46 (dd, J 11,3, 1,6 I',
1H), 7,42 (s, 1H), 7,30 (ddd, J 10,3, 8,3, 2,4 I'y, 1H), 5,81-5,72 (m, 1H), 5,68-5,61 (m, 1H), 5,07-5,00 (m, 1H),
4,27 (s, 1H), 3,15 (s, 3H), 2,33-2,27 (m, 3H), 1,57 (d, J 6,7 I't, 3H). Meronuka D, BOXKX-MC: MH+ m/z 497,2,
BY 1,90 mus (100%).

Mpumep 203. 3-({(2R)-8-Drop-2-meTni-6-[3-(MeTHiICYTHGOHUMUIONT ) PeHNIT|-3-0KCO- 1 ,4-0eH30KCa3HH-
4-nn}mernn)-2-meTrinmMunasol 1,2-ajnupa3uH-6-kapOOHUTPHIL.

INomyyanu U3 MpOMEKYTOUHBIX MPOAYKTOB 176 u 187 mo MeToarke, aHATOTMYHON ONMMCAHHOHN Ui MOMY-
qeHus coequHeHus mpumepa 64. 8 (500 MI'i, CDCl;) 9,04-8,94 (m, 1H), 8,92 (s, 1H), 8,39-8,28 (m, 1H), 8,03
(d, J 6,7 I'u, 1H), 7,71-7,64 (m, 2H), 7,25-7,19 (m, 1H), 7,16-7,10 (m, 1H), 5,72-5,54 (m, 2H), 4,88-4,77 (m,
1H), 3,36-3,26 (m, 3H), 2,61-2,55 (m, 3H), 1,74-1,67 (m, 3H). Metoauka A, BOXXX-MC: MH+ m/z 505,0, BY
3,60 muH (95%).

IIpumep  204.  (2R)-8-Drtop-2-MeTnin-6-[3-(MeTuincynbhornmugonn)perwmn]-4-[(1,3,5-rpumernn-1H-
nupazon-4-mwi)mMeTun|- 1,4-6eH30Kkca3uH-3-0H.

[Monydanu u3 nmpomexxytoddoro npoaykra 187 u (1,3,5-tpumerwin-1H-nmpazon-4-uin)MeraHosa mo MeTo-
JIUKE, aHAJIOTUYHOW OMMCAHHOM JUTSA MONyYeHUs coenuHeHus npumepa 64. dy (500 MI'u, IMCO-de) 8,05-8,02
(m, 1H), 7,93 (d, J 7,9 I'y, 1H), 7,89 (d, J 8,0 I'y, 1H), 7,70 (t, J 7,8 I'u, 1H), 7,42 (d, J 11,4 'y, 1H), 7,18 (s,
1H), 5,24-5,18 (m, 1H), 5,02-4,94 (m, 2H), 4,31 (s, 1H), 3,57-3,56 (m, 3H), 3,14 (s, 3H), 2,23 (m, 3H), 1,97 (s,
3H), 1,54 (m, 3H). Metoauka D, BOXXX-MC: MH+ m/z 457,2, BY 2,48 mun (96%).

Mpumep 205. (2R)-4-[(2,4-Aumernnmupunnt-3-un)MeTwi]-8-prop-2-meTni-6-[ 3-(MeTHiICy b OHUMU-
nown)dennn]-1,4-0eH30Kca3uH-3-0H.

INomyyanu U3 MPOMEKYTOUHBIX MPOAYKTOB 1 n 187 mo MeToauke, aHAJIOTUUHONW ONMUCAHHOM HJIS MOJyue-
HUs coenuHenus nmpumepa 64. oy (500 MI', AMCO-d¢) 8,15-8,16 (m, 1H), 7,96 (s, 1H), 7,91 (d, J 7,7 T'u, 1H),
7,79 (d,J 7,9 Ty, 1H), 7,67 (t,J 7,8 T'n, 1H), 7,43 (d, J 11,1 I'u, 1H), 7,06-7,03 (m, 2H), 5,46-5,42 (m, 1H), 5,27-
5,24 (m, 1H), 4,95 (q, J 6,7 I'y, 1H), 4,30 (s, 1H), 3,14 (s, 3H), 2,46 (s, 3H), 2,34 (s, 3H), 1,52 (d, J 6,7 I'y, 3H).
Metomuka D, COXX-MC: MH+ m/z 454,2, BY 1,70 mun (100%).

IIpumep 206. (2R)-8-Dtop-4-[(6-MeTokcH-2-MeTHIIMHA30][ 1,2-a]mupa3uH-3-min)MeTw |-2-MeTHI-6-[ 3-
(meTuncynshonumunonn)pennn]-1,4-6eH30Kkca3uH-3-0H.

[Toydanu w3 MPOMEXYTOIHBIX MPOIYKTOB 178 u 187 1m0 MeToAuKe, aHAJOTUYHON OMUCAHHON JJIS TIOTY-
YeHHs COeTUHEHUs mpumepa 64. dy (500 MI'n, IMCO-dy) 8,66 (s, 1H), 8,14 (s, 1H), 8,03 (s, 1H), 7,92 (d,J 7,8
I'm, 1H), 7,80 (d, J 7,6 I'u, 1H), 7,65 (t,J 7,8 I'm, 1H), 7,48 (d, J 11,3 T'm, 1H), 7,43 (s, 1H), 5,80 (d, J 16,6 I'my,
1H), 5,69 (d, J 16,5 I', 1H), 5,04 (q, J 6,6 I'u, 1H), 4,30 (s, 1H), 3,83 (s, 3H), 3,15 (s, 3H), 2,35 (s, 3H), 1,56 (d,
J 6,7 ', 3H). Metoguka D, COXX-MC: MH+ m/z 510,1, BY 3,58 mun (98%).

IMpumep 207. 3-({(2R)-6-[3-(Luknonponuncynbhanmi)perni|-8-hrop-2-MeTui-3-okco-1,4-0eH30Kca3nH-
4-nn}mernn)-2-MeTHuMuIa3o[ 1,2-alnupuauH-6-KapOOHUTPHIL.

[Moxyuanu n3 npomexyTo4HOTO TpoayKTa 125 n 3-(rmknonponuicyinbdanui)heHHnI00pOHOBONH KHCIIOTHI
110 METOJIMKE, aHAJOTUYHON ONMCAHHOM IS TIOJTyYEeHUs COeMHEHMS puMepa 60; Imorydain HCKOMOE CoeTUHe-
aue. oy (400 MI'u, IMCO-dg) 9,26 (m, 1H), 7,62 (dd, 1H, J 9,3, 0,8 T'm), 7,52 (d, 1H, J 1,6 T'm), 7,34 (m, 6H),
5,72 (m, 2H), 5,02 (m, 1H), 2,34 (m, 1H), 2,27 (s, 3H), 1,56 (d, 3H, J 6,7 '), 1,08 (m, 2H), 0,59 (m, 2H).
BOXX-MC: MH+ m/z 499, BY 2,88 muH.

IIpumep 208. (2R)-4-[(6-bpom-7-pTop-2-MeTrnmumuaaszo| 1,2-a]mupuaua-3-un)MeTn |-8-pTop-2-MeTHI-6-
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[3-(meTuncynspunmn)denun]-1,4-0eH30Kca3UH-3-0H.

[Moxyuamm n3 npomexxyrodnoro npoaykra 181 u 3-(mernncynbhanuin)heHna00pOHOBOH KHCIOTH IO Me-
TOJIMKE, aHAJIOTMYHON ONMCAHHOM IS TIOXy4eHHUs COeqUHEHNs puMepa 60, ¢ TOCIeAYIOMHM OKUCIICHHEM, KakK
9TO OIHMCAHO IS TTOJyYEHUs COSMHEHUS IpuMepa 61; momydanu nckomoe coepunenue. oy (400 MI'n, JIMCO-
de) 8,85 (d, 1H, J 4,3 T'm), 7,87 (d, 1H, J 8,3 I'm), 7,71 (m, 3H), 7,55 (d, 1H, J 9,6 I'n), 7,45 (m, 2H), 5,69 (m,
2H), 5,02 (q, 1H, J 6,7 I'm), 2,81 (s, 3H), 2,27 (s, 3H), 1,56 (d, 3H, J 6,7 I'). BOXKX-MC: MH+ m/z 560,6, BY
2,30 muH.

Ipumep 209. 3-{[(2R)-8-DT1op-6-(4-dhTOp-3-cynbhamonndenrn)-2-meTui-3-okco-1,4-6eH30Kkca3nH-4-
wiMernn } -2-MeTrmMuaas3o| 1,2-anupuauH-6-kapOOHUTPIIT.

Buc-(mmHakomnsaTo)aubop nob6aBisum kK S5-6pom-2-dropoenzoncynbhonamuay B npucyrctsuu Pd(dppf)Cl,,
KaK 3TO OIMHCAHO JJISI MOJYYEHHsI TPOMEXYTOUHOTro npoaykra 144. TlomydeHHOE BEIIECTBO BBOJMIIM B PEAKIIUIO
C MPOMEXXYTOYHBIM MPOAYKTOM 125 1Mo MeTOAMKe, aHAJIOTMYHON ONMMCAHHON B mpuMmepe 36, U MOIydaad UCKO-
Moe coexumueHue. Oy (400 MI'm, AMCO-dg) 9,22 (s, 1H), 7,91 (m, 2H), 7,61 (dd, 1H, J 9,3, 0,7 '), 7,50 (m,
4H), 7,36 (dd, 1H, J 11,2, 1,7 '), 5,72 (m, 2H), 5,01 (m, 1H), 2,30 (s, 3H), 1,55 (d, 3H, J 6,7 T'r). BOXXX-MC:
MH+ m/z 524, BY 1,98 mMuH.

Mpumep 210. 3-({(2R)-6-[3-(Luxnonpommicynbdorni)perni|-8-hrop-2-meTui-3-okco- 1 ,4-0eH30Kca3nH-
4-nn}mernn)-2-mMeTHuMuIa3o0[ 1,2-anupuauH-6-KapOOHUTPHIL.

[Mony4anu u3 coenuHeHus: nmpuMepa 207 M0 METOIUKE, aHATOTUIHONW OMMCAHHOMN JJIs MOJYYEHHUST COCNIU-
HeHus npumMepa 61; momyganu uckomoe coeaunaenue. oy (300 MI', IMCO-d¢) 9,21 (m, 1H), 8,09 (s, 1H), 7,89
(m, 2H), 7,72 (m, 1H), 7,60 (dd, 1H, J 9,3, 0,8 I'm), 7,50 (m, 3H), 5,75 (m, 2H), 5,03 (m, 1H), 2,95 (m, 1H), 2,29
(s, 3H), 1,55 (d, 3H,J 6,7 '), 1,10 (m, 4H). BOXX-MC: MH+ nv/z 531, BY 2,30 muH.

[Tpumep 211. 3-({(2R)-6-[3-(L{ukmonponwicy b Guann ) peHm -8 -pTop-2-MeTriI-3-0Kkco-1,4-
OeH30KCa3UH-4-1IT} METHIT)-2-MeTHIMHUIa30[ 1,2-a | mupuanH-6-KapOOHUTPHIL.

[Monydanu u3 coenuneHus: nmpuMepa 207 M0 METOIUKE, aHATOTUIHONW OMMCAHHOMN ISl MOJyYEHHUST COCNIU-
HeHUs npumepa 61; momydanu uckomoe coenunenue. oy (300 MI'm, JIMCO-dy) 9,25 (d, 1H, J 1,2 T'm), 7,84 (d,
1H, J 7,0 T'm), 7,55 (m, 7H), 5,73 (m, 2H), 5,02 (m, 1H), 2,49 (m, 1H), 2,27 (s, 3H), 1,55 (d, 3H, J 6,7 I'm), 0,90
(m, 4H). BOXX-MC: MH+ m/z 515, BY 2,11 muH.

Mpumep  212.  3-({(2R)-8-DT0p-6-[3-pTOp-5-(MeTHICYIBPOHMMUIONT) PeHnI |-2-MeThII-3-0KCO- 1,4~
Oen3okcaznH-4-1i1 } MeTHIT)-2-MeTHIMMua30[ 1,2-a|nupuauH-6-kapOOHUTPHIL.

[ony4anu U3 nMpoMexyTouHOro npoaykra 202 mo METOIUKe, aHAJOTWUYHOW OMMCAHHOW AJISi TOTY4YEHUS
coeMHEeHUs puMepa 62; ToTydJaiu nckoMoe coenuaenue. oy (400 MI'n, JIMCO-dy) 9,22 (s, 1H), 8,02 (m, 1H),
7,74 (m, 2H), 7,54 (m, 4H), 5,75 (m, 2H), 5,03 (q, 1H, J 6,5 I'n), 4,43 (s, 1H), 3,19 (s, 3H), 2,29 (s, 3H), 1,55 (d,
3H,J 6,7 I'n). BOXX-MC: MH+ m/z 522, BY 1,99 mun.

IIpumep 213. 3-{[(2R)-8-DTop-6- {4-(runpoxcumeTmin)-3-[(R)-meTuncynspuanmn | erwn } -2-MeTui-3-0Kco-
1,4-6eH30Kca3uH-4-11 |METHIT } -2-MeTUIUMIAa30] 1,2-amupunnH-6-kapOOHUTPHIL.

[Momyyanu n3 mpoMexyTogHoro mpoxykra 206 mo MeToanKe, aHAIOTHYIHOW ONMMCAHHOW IS MOJYYCHHUS
COCJIMHEHUS mpuMepa 62; moyrydand uckomoe coenuHenue. oy (400 MI', IMCO-dg) 9,20 (m, 1H), 8,07 (dd,
1H, J 6,3, 2,0 T'm), 7,54 (m, 6H), 5,73 (m, 2H), 5,51 (m, 1H), 5,03 (m, 1H), 4,63 (m, 2H), 2,80 (s, 3H), 2,33 (m,
3H), 1,56 (d, 3H, J 6,6 I'r). BOXKX-MC: MH+ m/z 519, BY 1,78 mun.

[Tpumep 214. 7-{7-D1op-2-okco-3-[(1,3,5-rpumernn- 1 H-upazon-4-wn)metwn|-2,3-quruapo-1,3-
6en3okcazon-5-un}-1,2,3,4-reTparuipon30XNHOIHH- 1 -OH.

IMomyyanu u3 NpoOMEXKyTOUHBIX IPOAYKTOB 78 1 160 Mo MeToaMKe, aHAIOTUYHON OMUCAHHOW [UI MOJIyue-
HUs coenuHeHus npumepa 1. dy (500 MI'n, IMCO-de) 8,08 (d, J 1,9 ', 1H), 8,04 (s, 1H), 7,77 (dd, J 7,9, 2,0
I'y, 1H), 7,46-7,42 (m, 2H), 7,31 (d, J 1,2 I'n, 1H), 4,91 (s, 2H), 3,64 (s, 3H), 3,42 (td, ] 6,5, 2,6 'y, 2H), 2,96 (t,
J 6,5, 2H), 2,32 (s, 3H), 2,12 (s, 3H). Metoauka D, COXKXX-MC: MH+ m/z 421,1, BY 2,76 mun (98%).

OOPMVIIA U30BPETEHUA

1. Coemunenne hopmyssl (1) mmm ero papmamneBTHIECKH IpHEMIIEMast COIb
R
0. N A Zz
N
1904
\Q B//
)

B KOTOPOit

A o603nauaer C-R° unn N;

B o6o3nauaer C-R' nm N;

D o603nauaer C-R? mwiu N;

E obo3nauaer -CH,- unm -CH(CHj)-;

Q o6oznauaer -O- wm -C(R™)(R*®)-;

X 0603HaYaeT KOBAICHTHYIO CBA3b MM X 0603HauaeT rpymy dpopmyis -C(R®)(R®)-;

Y o0o3HayaeT NTHUPA30JWI, W3OKCA30NMI, HMUAA30wWiI, umuaasoll,2-ajmupuanamn, wumugasofl,2-
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a|Mpa3uHWI, TPUAZOIWI, TUPUIUHII, MAPUIA3UHILT WIIA MTUPUMUANHIIL, JT00as U3 3THX TPYIII HEOOsI3aTeIbHO
MOJKET cofepkaTh 1, 2 wim 3 3aMecTUTENs], HE3aBHCUMO BBIOPAHHBIX W3 TPYIIIBI, BKIFOYAROMICH (TOp, XJIO0D,
OpomMm, MeThI, GTOPMETHII, METOKCUTPYIITY, METOKCUMETOKCUMETHII, METOKCUATOKCUMETHII, METHIITHOTPYIIITY,
METWICYJIb(QOHNI, METHICYITH(HOHMI(ESHNUI, THAPOKCUMETHII, INAHOTPYIITY, OKCETAHUIIOKCUMETHI, METHIIITHpA-
30JTJI, METOKCHUTTUPHUINHWI, THIPOKCHU3OMPOIUITTHPUMUAINHIII, OKCOMUPUIUHIIT H MOP)OTHMHUITTHPUMUIH-
HUJIOKCHUMETHIT,

7Z obo3HadaeT (eHWI, TUPPOIUAWHWI, TUTHAPOOSH30M30THA30IWI, TIunepuauamwi, 1,2,3,4-
TETParuapOXHUHOJIHHHUI, 1,2,3,4-TeTparuApon30XUHOJIMHUIT, 1,2,3,6-TeTparuaAponupuIuHIIL, 4,5,6,7-
TeTparuapoOCH30TUCHIII, 4,5,6,7,8-neHTarupoTHeHo[ 3,2-clazenunui, WHOJINII, nupposo[2,1-
f][1,2,4]Tpra3uHm, MHPa30IWI, WHAA30IWI, mupasono[4,3-bmupununmn, 4,5,6,7,8-neHraruaporuasono-[4,5-
clazenuuui, 4,5,6,7,8-eHTaruApoTHA3070[5,4-C|a3eMUHII, TUPUIUHII, XUHOJUHWI, (PTaJa3uHUI WIH MHPH-
MUJUHUI, JTF00ast U3 3THX TPYII HEo0sA3aTEIEHO MOXKET CoAepkaTh 1, 2 wiu 3 3aMeCcTUTENs], He3aBUCUMO BBI-
OpaHHBIX U3 TPYIHI, BKIOYAIOIIEH (TOp, METHII, METOKCUTPYIITY, TUPTOPMETOKCUTPYIIITY, METHIATHOTPYIIILY,
METHIICYIb()UHUI, METWICYIb(OHWI, IUKIOMPOMMITHOTPYIITY, HKIONPOIMICYTbGOUHII, TUKIOTPONUAICYIIb-
(hoHWMII, TUAPOKCHMETHI, OKCOTPYIIY, aleTH, JTOKCHUKApOOHWI, TPeT-OyTOKCHKapOOHMI, aMHUHOKapOOHWII,
aMUHOCYITb(OHUI, METHIICYITH()OKCUMHUHIII, OSH3MII, MOP(HOIMHUIT U TTUPA30IIUIT,

R’ 0603HauaeT BOJIOPOJT;

R! 0603HauaeT Bozopo, rajoreH, C-Cg-aJIKIIT WA TPUPTOPMETILT;

R? 0603Ha9aeT BOIOPO HIIH TPH(YTOPMETHIL;

R 0603HaYaeT BOZOPO;

R’® 0603Hauaer BOJOPOI;

R*™ 06o3HauaeT BOAOPOS, (HTOP HIH METHIT; U

R® 0Go3unauaer Bogopox wiu (hrop; win

R* u R® Bmecte ¢ atomom yriaepoaa, K KOTOpOMY OHH 00a MPHUCOCTUHEHBI, 0003HAYAIOT IUKIOMPOIIHI;
WITH

R** i R® BMecTe ¢ IBYMs HAXOISIIUMICS MEKIY HIMH ATOMAaMH YITIepoa 0603HAYAIOT [HKIOMPOIIHIL.

2. Coemunenwe 110 1. 1, onucsiBaemoe dpopmyioit (ITA), wim ero papmManeBTHIECKH IpreMIieMast COlb

Y

o a2
Rlij\ojl/\g/
i
(ITA)
B KOTOPOI
R'! 0603Hauaer Bomopox, ranoren mmn C-Cg-anku;
R'® 0603HAUaET BOIOPO MM METHIT; H

A, Y u Z sBisA0TCS TAKUMH, KaK OIMpeesieHo B 1. 1.
3. Coegunenue 10 11. 1, omrceiBaeMoe Gopmyioii (IIB), nnm ero hapmaneBTrHueckn mpuemiieMas coib
Y

i (8.
N
0= I;f
[}
Rll

(IIB)

B KOTOPOIt

Y u Z aBnsAo0Tcs TAKMMHU, KaK OIpeneiaeHo B m.1; u

R'! sBIsteTCs TAKMM, KaK ONpE/IENeHo B 11.2.

4. dapmarieBTHYCCKAs] KOMITO3UIMS JUTS JICUCHUS W/IITH TPEAYIPEXKICHIS BOCIIAIUTEIEHOTO HIIH ayTONM-
MYHHOT'O HapyIIeHus, coaepxaias coequaerue ¢Gopmynsl (1) mo m.1 wim ero papmarneBTHIECKH MPUEMIIEMYIO
COJIb COBMECTHO C (papMarieBTUIECKH IPUEMIIEMBIM HOCHTEIIEM.

5. [lpumenenue coequuerust Gopmynsl (I) mo m.1 win ero GpapManeBTUIECKH MPUEMIIEMOH COMH JJIs TIPH-
TOTOBJICHHA JIEKAPCTBEHHOT'O CPEICTBA IJIS JICUCHHS W/WIN TPEIyNpeKACHUS BOCTAIUTEIHHOTO WIH ayTOUM-
MYHHOTO HapyIICHHUS.

6. Crioco0 JiedeHHs /WK TPEAYIPEKICHUS BOCTAIUTEIFHOTO WIH ayTOMMMYHHOT'O HapYIICHUS, KOTO-
pBIi BKITFOYACT BBEJCHHE MAIMCHTY, HY)KIAIOMEMYCSl B TAKOM JieueHuH, coeauneHus ¢popmynsl (1) mo m.1 wiu
ero (papMareBTUIECKH MPUEMIIEMOH coNd B 3()()EKTUBHOM KOJIMYECTBE.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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