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KOTOpBIC SIBISIFOTCS HMHTHOUTOPaMH KHHA3 WM COCAMHECHHSMH, MOMYIUPYIOIIMMH KHHA3bl, KOTOPBIC
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IlepexpecTHbIE CCHINIKM HA POJICTBEHHBIE 3aBKH

JlaHHas 3asBKa yCTaHaBIMBACT IPUOPHUTET MpeABapUTENbHOM 3asBku 60/844552, monannoii 14 ceHTA0ps
2006 r., comep)kaHre KOTOPOH MOJHOCTHIO BKITIOYEHO B HACTOSMIYIO 325 BKY TIOCPEICTBOM CCBIJIKH.

00J1acTh TEXHUKH

Hacrosmee n3o0pereHne OTHOCHTCS K HOBBIM WHTHOWTOpaM KHWHA3 U COCTUHEHUSM, MOIYIHPYIOUIM KH-
Ha3bl, KOTOPbIE MOXHO TIPUMEHATH MPH JICUCHUH Pa3INIHBIX 3a00jeBaHUNA. B gacTHOCTH, H300peTeHNE OTHO-
CHUTCS K TAaKUM COSAMHEHMSIM, KMHA3a/COSIMHEHUSIM IPUCOSANHEHHS, CTIOCO0aM JieueHus 3a00IeBaHII U CIIOCO-
6am cunTe3a coenuHeHnil. CoeqMHEHHUSI MOXKHO MPUMEHSATh MPEHUMYIIECTBCHHO IS MOIYIIAIINHM KHHA3HOM aK-
TUBHOCTH Raf-knHa3 1 pa3nn4HBIX MOIMMOPQHEIX (POPM TaKUX KHHA3, 00HAPYKMBAEMBIX IPH 3a00JICBaHUIX.

YpoBeHb TEXHUKH

Bb110 YeTKo MpoAEeMOHCTPUPOBAHO, YTO HEKOTOPBIC WICHBI ceMeHCcTBa OeTKOB-KWHA3 BOBJICUCHBI B I1ATO-
TeHE3 Pa3InYHBIX NpOoJH(EepaTHBHBIX 3a00JIEBaHUI H, CIE€JOBATEIbHO, TIPEICTABISIOT COOOH Ba’KHbIE MHIICHU
JUISL JIedeHHs1 3TUX 3aboneBanuil. HekoTtopsle mponmgepaTnBHble 3a00I€BaHMs, UMEIOIINE OTHOIICHHE K Ha-
CTOSIILIEMY M300pETEHHUIO, BKJIIOYAIOT PaK, PEBMATOUIHBIN apTPUT, aTepOCKIEpO3 U PeTHHONATHH. Bakubie mpu-
Mepbl KHHa3, KOTOPBIE, KaK MMOKa3aHo, BBI3BIBAIOT 3TH 3a00JIEBaHUS WIHM yJacTBYIOT B MX IAaTOTeHe3e, BKIIIOYA-
10T, HO He orpanmuuBatorcs umu BRaf, CRaf, Abl, KDR(VEGF), EGFR/HER1, HER2, HER3, cMET, FLT-3,
PDGFR-a, PDGFR-b, p38, cKIT n JAK2.

OCHOBHBIM ITyTE€M I€peladyd CHUTHaNA TOCJIe aKTHBAIlMH ITOBEPXHOCTHOTO perenTtopa (axkropa pocTa B
KIIETKY SIBJISIETCS CUTHANBHBIA MyTh -Ras-RAF-MEK-ERK-MAP (Peyssonnaux, C. et al., Biol. Cell (2001) 93:
53-62). Pak BO3HHMKAET, KOT/Ia POUCXOISAT MYTAIIMH B OJTHOM HIIH 0oJiee U3 OSJIKOB, BXOSIINX B ATOT CUTHAIb-
HbIi Kackan. [Ipomudepanust n quddepeHnrpoBKa KIETOK CTAHOBSATCS HEPETYINPYEMbIMHU, aKTUBUPYIOTCSI Me-
XaHU3MBI BBDKHUBAHUS KIIETOK, KOTOPBIE MTO3BOJISIIOT HEPETYJIHPYEMBIM PAKOBBIM KIIETKaM M30eraTh 3allUTHOTO
MeXaHn3Ma IporpaMMupyeMoi rudenu kiretok. Ilokazano, uro Myranuu B Oeske p21-Ras sSBISIOTCS OCHOBHOM
NPUYMHOM HapyIICHUS PErYIISIHH 3TOr0 CUIHAIBHOTO MYTH, IIPUBOJSIEH K Pa3BUTHIO paka y yeloBeka. Myra-
n P21-Ras BeisiBnensl npudamsutenbHo 30% BuoB paka y 4yenoeka (Bolton et al., Ann. Rep. Med. Chem.
(1994) 29: 165-174). Bei3piBatomue pak MyTaiuu B 0enke p21-Ras mopokaaroT KOHCTUTYTHBHO aKTUBHBIN CHT-
HAJIBHBIA KacKaJ, 4TO MPHUBOAMUT K HEPETYIHUPYEMOIl aKTUBAIMH CIEAYIOMINX KOMIIOHEHTOB CUTHAJIBHOTO MyTH
RAF-MEK-ERK-MAP (Magnuson et: al., Semin. Cancer Biol. (1994) 5: 247-253). Tpu RAF-kuHa3b1, KOTOpBIC
Y4acTBYIOT B 3TOW CHTHaM3aImu kKackana, u3BecTHbl kak ARAF, BRAF u CRAF (Peyssonnaux, C. et al., Biol.
Cell (2001) 93: 53-62; Avruch, J., Recent Prog. Horm. Res. (2001) 56: 127-155; Kolch, W., Biochem. J. (2000)
351: 289-305). Bce st m30popmbl RAF-kuHa3 aktuBupyroTcs 6enkoM Ras, u, Takum 00pa3oM, OHH aKTUBUPY-
IOTCSI TIPH T€X BUJAX paka, MIPUIMHON KOTOPBIX SIBISIOTCS MYTAllMH M IOBBIIICHHE aKTHBHOCTH Oenka p21-Ras.
[ToMuMO aKTHBAIMK 3TOTO CHIHAIBHOTO KacKala MpH MCXOAHOM ypoBHe Oenka p21-Ras oOHapy>keHBI Takke
myTtanuu B BRAF-knHa3e, KoTopble NPUBOAAT K aKTUBAaLlMKM Kackazaa Ha ypoBHe Hmxke p21-Ras (Davies, H., et
al., Nature (2002) 417: 949-954). bputo noka3aHo, 4TO OJHA JOMHHAHTHAs MYTAllWs B OJHOM CaiTe B TOJOXKE-
Hun 600 BRAF-knHa3b1, 0coOEHHO arpeccMBHa M cBs3aHa NMpuOam3uTessHO ¢ 80% HaOMo1aeMbIX 3JI0KadecT-
BEHHBIX MeJIaHOM uelioBeka. [Ipu 3Toi MyTaluy MporCXOoANT 3aMEHa MPUCYTCTBYIOMIEH B HOpME HEHTPaIbHOH
AMHUHOKHUCIIOTHI BaJINHA HA OTPHIATENHFHO 3apPsDKEHHYI0 aMUHOKHCIIOTY - TIIIOTAMHHOBYIO KHUCIIOTY. Takoi oaHO-
CalfTOBON MyTaIli¥ JOCTATOYHO UIA TOTO, YTOOBI 00ECICUYNTh KOHCTUTYTHBHYIO aKTHBHOCTh MYTHPOBAaHHOMN
BRAF, 9To npuBOIUT K MOTEPE PETYILIIUN CUTHATBHOTO MYTH U paky 4denoBeka. COOTBETCTBEHHO, HEOOIBIITHE
MOJICKYJIBI-MHTHONTOPEI BRAF-KHHa3b1 TTPenCTaBISIOT CO00M palMOHAIBHBIA MOAXO0J K JICYCHHIO 3JI0KAYeCT-
BEHHBIX OITyXOJIeH 4eIOBeKa, He3aBHCHUMO OT TOTO, IIPOM30IIIA JH MYTaIlisl B CHTHAJIFHOM KacKaJe Ha YpOBHE
p21-6enxa Ras wiu Ha ypoBHe BRAF-kunassI.

Bbu1o nmokaszaHo, 4To OOJBIIMHCTBO ONMHMCAHHBIX HEOOJBIIMX MOJEKYJI-MHIMOUTOPOB KHHA3, CBS3BIBAIOTCS
OJTHUM U3 TPEX CIOCO0OB.

BoNBIIMHCTBO M3BECTHBIX MHTHOMTOPOB B3aMMOICHCTBYIOT ¢ AT®d-CBS3BIBAIOIINM JOMEHOM aKTHBHOTO
IIEHTPa M OKa3bIBAIOT CBOE JeiicTBUE myTeM KoHKypeHIH ¢ AT® 3a cessbiBanue ¢ caiitom. Ilokasano Taxxe,
YTO Jpyrve MHIMOUTOPHI CBS3BIBAIOTCS C OTAEIBHBIM I'HMAPO(POOHBIM YUacTKOM O€NKa, M3BECTHBIM KaK KapMaH
"DFG-B-koH(popManuu", a TPeThs TPyIa HHTHOUTOPOB CBSA3BIBaeTCSA Kak ¢ AT®-CBA3BIBAIONTUM JOMEHOM, TaK
u ¢ kapmanoM "DFG-B-kondpopmaruu". I[Ipumepsl cienmnduaecknx HHTHONTOpoB RAF-knHA3 MOXHO HalWTH B
Lowinger et al., Current Pharmaceutical Design (2002) 8: 2269-2278; Dumas, J. et al., Current Opinion in Drug
Discovery & Development (2004) 7: 600-616; Dumas, J. et al., WO 2003068223 Al (2003); Dumas, J., et al.,
WO 9932455 A1 (1999), Wan, P.T.C., et al., Cell (2004) 116: 855-867.

C TOYKHM 3peHHs (U3NOJOTHH, PETYIANNS KHHA3 OCYIIECTBISETCS IO OOBIYHOMY MEXaHH3MY aKTHBa-
[[MH/MHAKTUBALIH, B KOTOPOM MOCJIEIOBATEILHOCT NETIN CHENU(PUIECKOH aKTHBALUK Oellka KMHA3bI CBSI3bIBa-
€Tcsl C OIpEe/ICTICHHBIM KapMaHOM B TaKOM Jke OeJIKe, KOTOPBIH Ha3bIBaeTCs "MepeKIIIoYatomuM” KapMaHoM (CM.
WO 200380110049 nns naneHelmunx mogpoOHocteit). Takoe cBs3bIBaHME MPOMCXOMUT, KOTAA ONpEciICHHbIC
OCTaTKd aMHHOKHCIIOT TIETIIM aKTHBAlMU MOAM(UIMPOBAHEL, HAlpUMep, ImyTeM (GochopHINpOBaHHs, OKHCIIE-
HUS WIM HUTpO3WIHpoBaHus. CBS3bIBaHWE METIM aKTUBALMU C "TEPEKIIOYatoiM" KapMaHOM NPUBOJMT K W3-
MEHEHHIO KoH(popManuy Oenka B ero aktuBHyto Gopmy (Huse, M. u Kuriyan, J. Cell (109) 275-282).

Kpartkoe onucanue
CoennHEeHHsT HACTOSIIETO N300pEeTeHUsI HAXOAAT MPIMEHEHHIE TPH JICUSHUH Pa3INYHBIX BHOB paKa Mile-
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KOTIMTAIOIIMX ¥, B YACTHOCTH, YEJOBEKa, BKIFOYAas, HO HC OTPAHUYMBASACH UMH, 3JI0KAYCCTBCHHYIO MEIAHOMY,
PaK KHIICYHUKA, paK SHYHUKA, COCOYKOBYIO KapIIMHOMY ITUTOBUIHON JKEJI€3bl, HEMEIKOKIICTOYHBIH paK JIErKo-
ro u Me3otenuoMy. CoennHEHHsT HACTOSIIETO M300PETeHUS TaKKe HAXOIAT MPUMEHEHHE NP JICYCHHH peBMa-
TOMTHOTO apTPUTa M PETUHOIIATHH, BKIIOYAs TUAOCTHUECKYI0 HEHPOMATHIO CETYATKH U JIET€HEPAITHIO JKEITOTO
MSTHA, CEPACYHO-COCYAUCTHIX 3a00JIeBaHUN M HApyIIEHUH MeTa0oIm3Ma.

Onucanne NpeInoYTUTEIbHBIX BADHAHTOB pean3aluu

[IpuBeneHHBIC HIKE OMUCAHUS OTHOCATCS K Pa3IMIHBIM COSITUHECHUAM U UX (hparMeHTam (Tpymmam).

"KapGomukimi" OTHOCUTCS K yTIIEPOJTHBIM KOJbIIaM, BRIOPAHHBIM W3 ITUKJIOMPOIIHIIA, TUKIOOYTHIIA, ITHK-
JOTICHTHJIA, IIMKIIOTEKCWIIA, UUKIOTCNTaHWIa, IMKIOOKTAaHWIA, HOpOOpaHWia, HOPOOpPECHWIA, OUIIHK-
70[2.2.2]JokTanmia u Ounukio[2.2.2 JokTeHuia;

"rasoreH" OTHOCHUTCA K PTOPY, XJIOpY, OPOMY U UOIY;

"apra" OTHOCUTCS K MOHOITMKIMICCKON MJIM KOHICHCHPOBAHHON OWITMKINYECKON CHCTEME KOJICIl, XapaK-
TEPU3YIOMIEHCS NEeIOKATM30BAaHHBIMH T-3JICKTPOHAMH (apOMAaTHYHOCTBIO), PacHpeleIeHHBIMA CPEIH aTOMOB
yriaepoaa, oOpa3yrolmuX MO MEHBIICH OIHO KapOOUMKIMYECKOE KOJBIO, MPEIMOYTHTEIBHBIMUA aPHIbHBIMU
KOJIBIIAMH SIBIISFOTCS (DeHMIT, HAQTUII, TeTPAaruapoHa( T, HHICHII U HHIAHWI,

"reTepoapuia" OTHOCHTCS K MOHOIMKJIMYECKOW WM KOHICHCHPOBAHHOH CHCTEME KOJIEIl, XapaKTepu3yro-
HICHCST ICIOKATN30BAHHBIMU T-3JICKTPOHAMH (2POMATHIHOCTBIO), PacIpeIcICHHBIMU CPEH aTOMOB YIIepoa
WIIA TETEPOaTOMOB KOJIbIIA, BKIOYAs a30T, KUCIOPO MK Cepy, IT0 MEHBIIIEH Mepe OJHOTO KapOOIHMKINIECKOTO
WA TeTePOIMKINIECKOTO KOJIBIIA; TeTepOapiiIbHBIE KONbIA BKIOYAIOT, HO HE OTPAHWYHMBAIOTCS WMHU, MHAPPO-
i, pypui, THEHMI, OKCAa30III, THA3OIMWII, H30KCA30II, W30THA30IMII, UMHIA30JIHII, TIMPA30JIHII, OKCaAHA30-
JIVJT, THAZAWA30JIAI, TPUA30JIMIL, TETPA3OIIII, MUPUINHII, THPUMUAWHIIL, THPA3UHII, TAPUIA3UHIII, TPHASHHN,
WH/IOJIVIT, MHIOJIIHWII, W30MH IO, T30MHIOTIMHIII, MHAA30JIMI, OeH30ypaHmi, OeH30THEHIIT, OEH30THA30IIIIL,
OEH30THA30JIOHIII, OEH30KCa30/I1, OEH30KCA30IMOHMII, OCH3M30KCa30IMII, OEH3U30THA30JINII, OCH3MMUIa30JIHII,
OCH3MMUIA30JI0HIII, OCH3TPHA30IHI, WMHUIA30MUPUINHII, MHPA30JOMHUPUANHIII, WMUAAa30JTOHOTHUPUINHIIL,
THA30JIOMTUPUINHIII, THA30JIOHOMUPHUINHII, OKCA30JOMUPUANHIII, OKCA30JIOHOMUPUIAUHIII, H30KCA30JIOTHPH-
JUHWJ, W30THA30JIOTMUPUANHIII, TPUA3OIOMUPUIMHII, UMHUIA30TUPUMHUAIMHAI, MTUPA30JIOTHPUMUTIMHII, UMU-
JTA30JIOHOMMUPUMUIWHIIT, THA30JIOMHPUAUMUHII, THA30IOHOTTHPUMHUIIHII, OKCa30JOMUPUINMUHUII, OKCA30JI0-
HOITUPHUMUJIWHIII, H30KCA30JIOMUPUMUINHII, H30THA30JOMUPUMUAHHIIL, TPUA30IONHPUMUTUHIII, UTHIPOITY-
PUHOHIJI, TUPPOIONHPUMHUINHNT, TYPHHWI, MHPA30IONUPUMHUINHIUL, (QTATUMUANT, QTaTMMHAITHII, TTHPa3HU-
HIIMTUPUAWHIIL, THPUITHONHPUMIIAHII, THPUMAIAHOMTUPUMUIAHIU, [TTHHOJIWHIII, XHHOKCAJIMHWI, XUHA30-
JIMHWJ, XUHOJIWHWI, U30XUHOIUHMI, (Tala3uHIUI, OCH30AHOKCII, OCH3M30THA30IMH-1,1,3-TpHOHMI, AUTHIAPO-
XUHOJIMHWI, TeTPAaruIpOXUHOIHMHNI, AUTHIPOU3OXUHONNI, TETPArHAPON30XHHOIMHIII, OeH30a3eTHHII, OeH30-
IHa3eNrHNII, OEH30KCAIUHIII WK O€H30KCA3EIMHMIIT,

"TeTepOIMKIHI" OTHOCUTCS K MOHOITMKIMYECKAM KOJIBIIAM, COACPAIIAM YTIIEPOJ U TeTEPOaTOMBI, BbI-
OpaHHBIC M3 KHCIOPOJa, a30Ta WM CEPHl, U B KOTOPHIX HET JEJIOKATM30BAHHBIX T-3JICKTPOHOB (apOMaTHIHO-
CTH), paclpeeNeHHbIX CPeIN aTOMOB YTIIEPOa WM TeTepPOaTOMOB KOJIBIA; TETEPOIHKINIECKHE KOIbIA BKITIO-
YaroT, HO HE OTPAaHMYUBAIOTCS MMH, OKCETAHWI, a3CTaUHIII, TCTPArHAPOPYpPaHUI, TUPPOIHIUHII, OKCA30IH-
HUJI, OKCA30JTHIUHII, THA30JIMHII, THA3OHIMHII, TUPAHWI, THOMUPAHWI, TCTPATUAPOUPAHIIT, THUOKCATHHIIL,
MUIEPUIUHIIT, MOP(GOIUHII, THOMOP(GOIHUHII, THOMOP(DOIHMHIIT S-OKCHI, THOMOP(POIHMHIWIT S-THOKCH]I, TTUTIC-
PAa3WHILI, a3eTIMHIII, OKCEITIHII, TUA3CITUHILUI, TPOAHUI U TOMOTPOIAHIIT,

"monuapun” OTHOCHUTCS K IByM WX 00Jiee MOHOIMKIMICCKHM WM KOHIACHCUPOBAHHBIM OMIIMKITUYCCKUM
ApWIBHBIM CHCTEMaM KOJCIl, XapaKTCPU3YIOIIMMUCS JICIOKAIN30BAaHHBIME TT-3JICKTPOHAMHU (aPOMATHIHOCTEIO),
pacTpe/ielICcHHBIMU CPEIH aTOMOB yIJIEPOa, MO MEHBIIEH Mepe OJHOI0 KapOOIMKINYECKOTO KOJbIA; MPHYCM
KOJIbITa, BXOJSIIIHE B CHCTEMY, BO3MOKHO, COSIUHEHEI IPYT C IPYTOM;

"moyreTepoapmi’” OTHOCHUTCS K CHUCTEME NBYX HJIM 0ojiee MOHOIMKJIMYECKUX WIIN KOHJICHCHPOBAHHBIX
OMIIMKITMYCCKUX KOJICIl, XapaKTePH3YIOUICHCs JCIOKATN30BAHHBIMA T-3JICKTPOHAMHU (apOMAaTHYHOCTBIO), pac-
TpeJeTICHHBIMHA CPEAN aTOMOB YIIIEpPOAa WM TeTepOaTOMOB KOJbIA, BKIIOYAs a30T, KUCIOPOJ WIH Cepy, IO
MEHBIIEH Mepe OJHOTO KapOOIUKIIMYECKOTO WM TeTEPOLUKIMYECKOT0 KOIbIA, B KOTOPOH KOJBIIA, BXOSIINE B
CHCTEMY, BO3MOXKHO, COEIMHEHBI IPYT C APYroM, IpUYEeM 0 MEHBIIEH Mepe OAHO M3 MOHOUMKIMYECKUX HIIN
KOH/ICHCHUPOBAaHHBIX OWITMKINIECKUX KOJIEI IMOJINTEeTePOApPMIIEHON CHCTEMBI BEIOPAHO M3 OTPENEeNICHHBIX B IIe-
JIOM BEIIIIE TETEPOAPUIIOB, M JAPYTHE KOJbIa BEIOPAHEI U3 apHIOB, TETCPOAPUIIOB WM TETEPOIMKIIOB, OMpEc-
JICHHBIX B IIEJIOM BBIIIIC;

"MOUTeTEPOLUKIII" OTHOCUTCS K CHCTEME JBYX WM 00Jiee MOHOIMKIMYECKAX WM KOHICHCUPOBAHHBIX
OMIMKITMYCCKUX KOJICI, COJCPKALINX yIIIEPO M IeTePOATOMBI, BEIOPAHHBIC U3 KUCIOPO/Ia, a30Ta WU Cephl, U B
KOTOPBIX HET AEJOKaJM30BaHHBIX T-3JICKTPOHOB (apOMaTHYHOCTH), PACHpPEICICHHBIX CPeIy aTOMOB YIiiepoja
WIH TETEPOaTOMOB KOJIbIA, PHYEM KOJIbIIA, BXOASIIINEC B CUCTEMY, BO3MOXKHO, COCIHHCHBI, IIPUYEM TI0 MCHb-
e Mepe OJHO M3 MOHONIMKIMYCCKUX WM KOHACHCUPOBAHHBIX OMIMKIMYECKUX KOJEI MOIUTETePOaPUILHON
CHCTEMBI BEIOPAHO W3 ONPEACIICHHBIX B II€JIOM BBIIIEC TETEPOIMKIIOB, M IPYTHe KOJIbIA BEIOPAHEI U3 apHiIOB, Te-
TEPOAPUIIOB WIIH TETEPOIUKIIOB, ONPEACICHHBIX B II€JIOM BHIIIIC;

"Hr3mui ankur" otHocHuTes K C-CganikuiaM ¢ TMHEHHOM WM pa3BETBIECHHOM IIEIBIO;

"3aMeIIeHHBINH" IPUMEHUTENILHO K TPYIIE 03HAYaeT, YTO JOTOJHUTEIbHBINA 3aMECTUTENb MOXKET OBITh CBSI-
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3aH C pPaJIUKAaJIOM B JIFOOOM IMPUEMIICMOM TTOJIOKECHUH JTAHHOTO paJnuKaa.

Tepmun "cons" mogpazymeBaeT hapMaleBTHYCCKU MPUEMIIEMBIC COJIM, OOBIYHO HCIOIB3yEeMBbIC C ITOTyYe-
HUEM COJICH MIENIOYHBIX METAJIOB M CBOOOIHBIX KHCIIOT U C TIOJTYYSHHEM coJield CBOOOMHBIX OCHOBaHMU. [Ipu-
pola coiM HEe MMEEeT KPUTHIECKOTO 3HAYEHUS IPU YCIOBHH, YTO OHA OyIeT (GapMaleBTUIECKH MPHEMIIEMO.
[oxxomsmue dhapManeBTHUECKH MPpUEMIIEMbIE KUCIOTHO-aATUTHBHBIE COJHM MOTYT OBITh ITOJTy4eHBI U3 Heopra-
HUYECKOW KUCIIOTHI MM U3 OpPTaHWYECKON KHUCIOTHI. [IpruMepaMu Takux HEOPTraHWYECKHUX KHUCIIOT SIBIISIOTCS CO-
JsTHAsA, OPOMICTO-BOIOPOIHAS, HOAUCTO-BOIOPOIHAS, a30THAS, YTOJIbHAs, cepHas U dpochopHas Kucyiotsl. [lox-
XOJISIIIEe OPTaHUIECKUE KIICIOTH MOYKHO BBIOPATh M3 aln(aTHICCKUX, TUKIOATN(PATHIECKIX, apOMATHIECKUX,
apwIanTU(QaTHIeCKUX U COJCPKAIUX TeTEPOIMKIBI KapOOKCHICOICPKAIIMX KUCIOT U CYIb()OHOBBIX KHCIIOT,
IpUMEPaMU KOTOPBIX SIBIISTFOTCS MYPaBBbHHAs, YKCYCHAs, MPOIMUOHOBAS, SHTApHAs, TJIUKOJIEBas, TIIFOKOHOBAs,
MOJIOYHAs, A0JI0YHAsi, BUHHOKAMCHHAs, JHMMOHHAs, aCKOPOWHOBAas, TIIOKYPOHOBAs, MaJCUHOBasA, (hymMapoBasd,
MUPOBUHOTPATHAS, aCTIAparHHOBAs, TIIFOTAMUHOBAs, OCH30€Basl, AHTPAHUIIOBAsI, ME3HUJIOBas, CTCAPHHOBAS, CaJIH-
IUIIOBasI, M-TUAPOKCHOCH30MHAs, (PEHUIYKCYCHAs, MaHJICIOBas, SMOOHOBas (ITaMOeBast), METaHCYIb()OHOBAS,
JTaHCYNb(OHOBAS, 2-THAPOKCHITAHCYIH(OHOBASI, OCH30ICYIb(POHOBAs, MTAHTOTCHOBAS, TOMYOJICYIb(POHOBAS, 2-
THUIPOKCUAITAHCYIb()OHOBAS, cynb(haHuIoBas, UKIIOTECKUIIAMHUHOCYIb(DOHOBAS, aJpreHoBas, 3-
THIPOKCHUMACIISTHAS, TaJaKTapoBas M ralakTypoHOBas KUCIOTHL. [loaxonmsmme papMarieBTHYECKH IPHEMIIEMBIC
COJIM conepKaIiuX CBOOOMHBIC KHUCIOTHI COCAWHEHHWH COTJIACHO HACTOSIIEMY H300pETEHHIO BKIIOYAIOT COJIN
METaJUIOB B OpraHudecKue coii. boiee mpeamodTuTensHbIe COTM METaJUIOB BKIIFOUAIOT, HO HE OTPaHUIHBAIOTCS
MMM, TIOJXO/IAIIIE COIH MIEJOYHBIX METAIUIOB (Tpynnsl 1a), coym menoYHo-3eMeNnbHBIX MeTaiuioB (Tpymma [la) u
IpYTUX (HPU3HOIOTHIECKH TIPUEMIIEMBIX METAJUIOB. Takue CONM MOTYT OBITh IOJTYYCHBI IS ATFOMAHUS, KaJIbITH,
JIUTHUS, MarHUs, KaJusl, HATPYS ¥ IIUHKA. [IpeamodTuTenbHbIe OPraHUYECKUE COIM MOKHO TIOTYYHUTh U3 MCPBHY-
HBIX AMUHOB, BTOPUYHBIX aMHUHOB, TPETUYHBIX AMHHOB U YCTBCPUYHBIX COJICH aMMOHUS, BKIIFOYAsi, CPSAH TIPO-
Yero, TPOMETaMUH, AMATUIAMUH, TeTpa-N-mermiaMMonuii, N,N'-mTuOeH3MIITUICHANAMUH, XJIOPIPOKAWH, XO-
JIVH, TAATAHOJIAMUH, 3TWICHANAMUH, METTIOMIH (N-METHITIIIOKAMUH) U IPOKaNH.

TepmuH "mposiekapcTBO" OTHOCHUTCS K IPOU3BOJAHBIM aKTHBHBIX COCTUHCHUH, KOTOPBIC in VIVO MEPEXOIST
B aKTHMBHYIO ¢opmy. Hanmpumep, akTuBHOE Hadajao B popMe KapOOHOBOH KHUCIOTHI MOXKHO 3TepU(DHUIIUPOBATH C
TOJTydeHHEM TIPOJIEKapCTBa, a 3aTeM CIOXKHBIN 3up in vivo mpeobpaszyercst oopaTHO B HopMy KapOOHOBOM KH-
ciotel. Cum. Ettmayer et. Al., J. Med. Chem, 2004, 47(10), 2393-2404 u Lorenzi et. Al., J. Phazm. Exp. Therpeu-
tics, 2005, 883-8900 ms 0630pa.

1. AcmieKT n300peTeHus - COeTMHEHNS, CTIOCOOBI, MPenapaThl U aTyKThI.

1.1. Coenunenus popmysr [la
’ﬁ\ LR16), o
“\N 2‘&1

X
N 1 He
Ry A3
| [aF4 ]
Ra
rae Q1 npexncrasisier coboit N 1 Q2 mpencrasnseT cooori CR3; E1 npencrasnseT coboi heHu.

1.1. Coenunenus popmyisl Ila, KoTopble copepxKaT MpUMepsI PENIOYTHTENbHBIX Tpymn E1-X2.
B oxHOM BapmaHTe peanuzanuy paszena | IpennodYTUTEIbHbIE COSANHEHNSI NMEIOT CTPYKTYPHI (opMyItbl

IIb
H16)

0 6
A H\pﬁ [y
R) R3 ' 25
R4

1.2. Coenunenus popmyisl Ila, KoTopble copepKaTt MpUMeEpHI PEIIOYTUTENBHBIX TPYIIT A.

1.3. Coenunenus opmyisl Ila, KoTopble comepKat MpUMepHI PEIIIOYTHTENBHBIX TpyT Al.

B onnHoMm BapmanTe peanuzanuu pasaena 1.2 NpeanodTHTENbHbIE COSINHEHUSI UMEIOT CTPYKTYpHI hopmy-

ae1 11d

M}—j 0 A6 6
N TJ\?’ [
(:1 Jos " ° 'Hil " %
N
(Z3)n

rre Al BeiOpan u3 rpymmsl, cocrtosmed u3 pasBerBieHHOro Cs;-Cgankmia, R19-3amemennoro Cs-
Cgkapoonunkimna, C,-Cganknina, C-CgpTOpankmia, B KOTOPOM alKWIbHAs TPYIIa MOXET OBITh YaCTHYHO HIIH
MOJTHOCTBIO propupoBana, Z3-aMenieHHoro ¢permnna u Z3-3amenieanoro Gl;

R16 mpencrasisier coboii C;-Cgakm, imano, -CCH wunu ramoreH.

1.4. Coemunenus dopmynsr Ila, KoTopsle comepkaT JOMOJHHUTENbHBIC HNPUMEPHI IPENIOYTHTEIBEHBIX
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rpynm A.
B npyrom BapuanTe peanmzanmu pasziena 1.1 IOMOTHUTENIbHBIE NPEANIOYTUTEIBHBIE COSANHEHUSI HMEIOT
CTPYKTYphI popmyisr [Iv
(R18},
78

N 1iv

I'l\l i
R4

rJie OTMEYCHHAsI yHKTHPOM CBSI3b MOXKET OBITh HACHIIIICHHO!N T HEHACKHIIICHHOM;

Al BBIOpaH M3 TPYIIEI, COCTOSIIEH U3 Bogopoaa, Z2-3aMelieHHoro passerBieHHoro C;-Cgankmia, R19-
3amenieHHoro Cs;-CgkapOouuknmia, Z2-3amerieHHoro C-Cgankwna, ramorena, uano, Ci-Cgankokcu, Ci-
Csdropankokcn, C-CedpTopankuia, B KOTOPOM aJKWIBHAS TPYIIA MOXET OBITh (TOPHPOBAHA YACTUIHO WIIU
MOJIHOCTBI0, Z3-3amenienHoro ¢enmna n Z3-3amernennoro Gl;

R16 mpeacraBnser coboit C,-Cgankwn, muano, -CCH wnm ranores.

1.4a. JlonomuutensHbie coearHeHns Gopmyssl 1Iv, KOTOpsIe comepikaT MpUMephl 0oJiee TPEIMTOUTHTEb-
HBIX Tpym X2-E1.

B onmHOM BapmanTe peanmzanuu pasnena 1.4 mpeArnodTUTEeNbHbIE COSTUHEHNS HUMEIOT CTPYKTYPHI GopMy-

eI [Iw

(23); {zn

1.4b. lomonauTenbHBIE coequHeHusT Gopmyasl 11v, KOTOpBIC coJiep>KaT MpUMeEphI 0oJiee TPEIIOYTHTEIh-
HBIX Tpynn X2-El.
B npyrom BapuanTe peanusanuu paszgena 1.3 mpeanoYTHTENBHBIC COCTUHCHUS UMEIOT CTPYKTYPHI (POpMy-

el 1Ix
w@\ :]OEI’IE\
]
)
H
{21),

(23}, ¥a

rae R16 npexacrasnset co6oit C;-Cganmkm, niano, -CCH, (I)Top WJIH XJIOP.
1.5. Coemunenus ¢opmynsl Ila, KoTOpBIe colepKaT MOMOJHUTEIBHBIC MPUMEPHI TPEATOYTUTEIHHBIX
rpynm A.
B npyrom Bapuanrte peanuzanuu pasnena 1.1 HONOJHUTENbHbIE NPEANOYTUTENbHBIE COCTUHEHHUS] UMEIOT
CTPYKTYpbI hopmysr Iy
(R16Y,

O\ i EN thy

l;l Z6

R4
rne Al BBIOpaH W3 TPYyMNIBI, COCTOSIIEH M3 BoJopona, Z2-3amemieHHoro paserBieHHOTO C;-Cgankmia, R19-
3amenieHHoro C;-Cgkapbonukimmia, Z2-3amemniennoro Ci-Ceankmna, C-Cgropankmna, B KOTOPOM aNKHIbHAS
TpyImna MOXXeT OBITh (PTOpPUpOBAaHA YACTUYHO WJIM ITOJHOCTBIO, Z3-3aMelIeHHOr0 (eHHuIa U Z3-3aMeleHHOTo

Gl,

(Mk

R16 mpeacraBnser coboit C,-Cgankwn, muano, -CCH wnm ranores.

1.5a. JlomomuutensHbie coeauHeHns Gopmyssl Iy, KOTOpsle comepikaT MpUMephl 0oJiee TPEIMTOYTHTEb-
HBIX Tpym X2-E1.

B ogHOM BapmaHTe peann3anuy pasnena 1.5, mpeamodTUTeNbHbIE COSIMHEHUS UMEIOT CTPYKTYPHI GopMy-

el 11z
""\%

1.5b. JJommonauTenpHBIe coequHeHus Gpopmyasl [y, KoTopble comepikaT mpuMephl 0oJiee TMPEaIOYTHTEhb-
HBIX Tpymm X2-E1

B npyrom BapuanTe peanuzanuu paszgena 1.5 mpeanoYTHTENbHBIE COCTNHEHNS UMEIOT CTPYKTYPBI (GopMy-
nel [Taa
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@\ o F R16 5
(A1) N’L

\ ',Iq M (11 1]
M
H ri’ 76
R4

rae R16 npexacrasnser coboit metui, nuano, -CCH, ¢hTop wmu xiop.

1.6. Coemunenus dopmynsr Ila, KoTopsle comepkaT IOMOJHHUTENbHBIC HNPUMEPHI IPENIOYTHTEIEHBIX
rpynm A.

B npyrom BapmaHTe peanmmsarmu pazziena 1.1 JONOTHHUTENBHBIC MPEIIOYTUTEIHFHBIC COCMHEHUS UMECIOT
CTpYKTYpbI popmyisr [Ibb

/(R1G)‘

1k

R4
rae R16 npexacrasnset cob6oit C-Cgankwn, imano, -CCH wu ramoreH.

1.6a. JonomHurensHble coequaenns popmyisl [Ibb, koTopsie comepkar mpuMepsl 6oliee PeaIoYTHTENb-
HbIX rpynn X2-El.

B omHOM BapumaHTe peanusanuu pasnena 1.6 IpeArnoYTUTEIBHBIC COSTUHCHUS HMEIOT CTPYKTYPBI (POpMy-
el [lcc

Rd
1.6b. JlonomauTensHBIe coequHeHus GopMyisl [Ibb, KoTopbIe comepkaT MpUMephl 60JIee MPEIIOYTHTENTh-
HbIX rpynn X2-El.

B npyrom BapuanTe peanusaiuu pasjena 1.6 npearnoYTuTeNbHble COSAUHEHUS UMEIOT CTPYKTYPhI (hopmy-
el I1dd

thid

Ra
rae R16 mpencrasnser coboit C,-Cgankwmi, imano, -CCH, drop wim xiop.

1.7. Coemunenust ¢opmynsl [la, KoTopwie conep)kKaT IOMOJHHUTEIbHBIC TPUMEPHI MPEATOYTHUTEIBHBIX
rpymnm A.

B npyrom BapuanTe peanusanuu paszena 1.1 ITOMOTHUTENbHBIC NPEANOYTUTEIbHBIE COSAUHEHUSI UMEIOT
CTPYKTYpbI popmyisl [lee

01

{R18),
w£) 5 ()
21y ril ti‘ i e
H H [a] III il

R4
rae Q1 u Q2 He3aBUCUMO U OTIENBHO BEIOpaHKI U3 Tpymisl, cocTosmiei u3 N u CH;
R16 mpencrasmusier coboii C;-Cgankmn, muano, -CCH wnu ranores.

1.7a. lomonuutenbHbIe coequueHus Gopmynsl [lee, koTopsle comepkaT IpUMepsl OoJiee MPEATOYTUTEIh-
HBIX Tpymm X2-E1.

B omHOM BapuaHTEe peaid3aliuu pasnena 1.7 IpearnouTUTeIbHbIC COSTUHEHNS UMEIOT CTPYKTYPBI (hopMy-
el 1Iff

0]

i

1.7b. JlomoHUTEIBHBIC COCTUHECHUS (POPMYIEI lee, KOTOpEIC colepKaT mpuUMephl 0oIee MPEAImOYTUTEIIh-
HBIX Tpym X2-E1.

B npyrom BapuanTe peanu3anuu paszgena 1.7 mpeanoYTHTENbHBIE COCTNHEHNS UMEIOT CTPYKTYPhI popMy-
nel llgg
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a1 F. R1§
(ZSLaC | 1 f
2 _f N)\N N gg
Ehon o 26

N
Ra
rae R16 mpencrasnser coboit C,-Cgankwmi, imano, -CCH, drop wim xiop.

1.8. Coemunenust dopmynsl [la, KoTOopwie comepkKaT IOMOJHHUTEIbHBIC TPUMEPHI MPEATOYTHUTEIBHBIX
rpynm A.

B npyrom BapmanTe peamusarmu pasnena 1.1, JONOTHHUTENBEHBIC TPEANOYTUTEIHHBIC COCTUHCHUS UMCIOT
cTpyKTypbI hopmyisl IThh

(R15),
Ra o
Ra
Ra>k'fJL']" N Hah
B oH N 26
]
R4

rae R16 mpeacrasnser coboit C-Cgankwm, 1muano, -CCH wnm ranores.

1.8a. JlomosauTenbHbIe coenuuenust popmynsl [Thh, koTopeie comepxat mpuMepsl 60JIee MPEaTOYTUTENb-
HBIX Tpym X2-E1.

B onHoM BapuaHTe peanu3anuu pasziena 1.8 mpeanouThTeNnbHble COSNHEHUS] UMEIOT CTPYKTYphI hopmy-
et 111

1.8b. JlononuautensHbie coenunenust popmyssl [Thh, koTopsre comepskar mpumeps! 6oiiee IPEIITOYTHTEINb-
HbIX rpynn X2-El.

B npyrom BapmanTe peanuzanuu pasjena 1.8 mpearnoyTuTenbHbIe COSANHEHNS UMEIOT CTPYKTYPHI hopmy-
et 11jj

R4

rae R16 mpeacrasnser coboit metni, nuano, -CCH, ¢rop nmm xiop.

2.17. CriocoOsl.

2.17a. CiocoObI MOy TUPOBAHUS OEITKOB.

Hacrosiee n3o0peTeHre BKIOYAET CIIOCOObI MOIYIUPOBaHUs KHHA3HON akTUBHOCTH RAF-kuHa3 u mpy-
rux kuHa3 curHabHOTO yTH RAS-RAF-MEK-ERK-MAP, BKTIO9ast, HO He orpaHuunBasch umu, A-Raf, B-Raf
n C-Raf. KuHa3el MOTYT TpeJCTaBiATh COOON HATHBHBIE KWHA3bl, OHKOTCHHbIE (DOpMBI KMHA3, abOepaHTHbBIE
peKOMOMHAHTBIC OCJKY, BKIIOYAIONINEC KHHA3KI, U JIFOOBIC MOMUMOPQHEIC (GOPMBI IEPEUYHCICHHBIX BEIIIC BapH-
aHToB. CrocO0 BKITIOYAET CTAJHIO OCYIICCTBIICHUS KOHTAKTa KHHA3 C COCTUHCHUSMH COTJIACHO HACTOSIIEMY
n300peTeHu0. MONIeKyIbl KMHA3 MOXXHO aKTHBHPOBATh WIIM WHAKTHBHPOBATH, a TAKIKE MOXKHO OCYIIECTBIISATH
MOJyTHpOBaHUE MyTeM (pochopumupoBanus, CyTbhaTHPOBAHUS, AIMTUPOBAHUS JKUPHOW KUCIIOTOH, TIMKO3H-
JUPOBAHUS, HUTPOIWIAPOBAHUS, ITUCTUHUIUPOBAHUS (TO €CTh PEaKIMH BHYTPCHHUX OCTATKOB IIMCTCHHA B KU-
Ha3e JAPYT ¢ APYroM ¢ 00pa30BaHUEM JUCYIb(MHUIHON CBS3H) WIH OKUCICHUS. AKTHBHOCTD KHHA3BI MOXET OBITh
BBIOpaHa M3 TPYIIIBI, COCTOAIIEH M3 KaTajm3a peakiuil nmepenadn ¢ocdara, TOKaTU3aMA KHHA3EI B KIETKE U
BOBJICUEHUS IPYTUX OCIIKOB B KOMIUIEKC MEpeaaydl CUTHANA ITyTeM MOAYJINPOBAaHHS KOH(POPMAIINU KUHA3HI.

2.17b. Crioco6b1 neueHms.

Crioco0b1 COTIacCHO HACTOSIIEMY H300PETEHHIO TaK)Ke BKIIIOYAIOT JICUCHHE MAIMEHTOB C COCTOSHUEM, BBI-
OpaHHBIM W3 TPYIIIIBI, COCTOSMIEH M3 XPOHUIECKON MUETIOUTHOM U OCTPOM TUMGPOIIUTAPHON JTEHKEMHUH, OTTYyXOJIH
CTPOMBI JKEIYIOYHO-KHIIEYHOTO TPaKTa, THIEPI03UHOQMILHOTO CHHAPOMA, TIHOOIACTOMBI, paka SHIHHKA,
paka IO/KEITyTOYHON JKEJIe3bl, paka MPOCTaThl, paka JICTKOTO, paka IPyId, paka MOYeK, KapIMHOMBI IICHKU
MAaTKH, BTOPUYHBIX METACTa30B MEPBHUYHON CONUIHON OITyXOJH, 3a00JICBaHUIA TJ1a3, XapaKTePH3YIOUIUXCS TH-
neprponudepanuei, KOTopble MPUBOIAT K CIEIOTE, BKIIIOYAs pa3iIMYHbIe PETUHONATUH, BKIIOYAs AHabeTHde-
CKYI0O PETHHONATHIO M BO3PACTHYIO JCTCHEPAIUIO KEITOrO IATHA, PEBMATOUIHOTO apTPUTA, MEIAHOMEI, paka
KUIICYHHKA, paKa OTUTOBUIHON jKeJe3bl, 3a00JICBaHUl, BEI3BAHHBIX MyTalUeH B MMyTH Nepeaayn curHana RAS-
RAF-MEK-ERK-MAP, Bocniajiennii y 4eJioBeka, peBMAaTOUIHOTO CIIOHAMINTA, OCTEOAPTPUTA, ACTMBI, apTPUTA
TIPY TIOJIaTpe, CeTcuca, CENTHIECKOro MI0Ka, IHAOTOKCHYECKOTO IOKa, TPAMOTPHUIATEIFHOTO CETICHCa, CHHAPO-
Ma TOKCHYECKOTO IIOKa, PECTIMPAaTOPHOTO TUCTPECcC-CHHAPOMA B3pOCIBIX, Mapainda, penepy3HoHHBIX Hapy-
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IICHUH, TpaBMBI HEPBOB, UIIEMUHM HEPBOB, ICOpHA3a, PECTCHO3a, XPOHHUCCKOW OOCTPYKTUBHON OOJE3HH JIeT-
KHX, Pe30pOTHUBHBIX 3a00JCBaHUN KOCTEH, OTTOPXKCHHUS TpaHCIUIaHTaTa, 0oje3Hu KpoHa, S3BEHHOTO KOJHTA,
BOCHAJIUTENbHBIX 3a00JICBaHUIT KUIICYHUKA, TIAPe3a U MePEUNCICHHBIX 3a00JIeBaHUH.

2.18. ®apmareBTHYECKUE TIPETIapaThl.

CoequHEHHs] COTJIACHO HACTOSIIIEMY M300PETEHHIO MOTYT COCTABISITH YacTh (papMaleBTHUECKON KOMIO-
3UIUH TTyTeM KOMOHHHUPOBAHUS OJJHOTO HIIM HECKOJBKUX TAKUX COCIMHEHUH BMecTe ¢ (papMalleBTHYECKU MpH-
eMIIeMbIM HOcHTeNeM. JIONONHUTENEHO KOMITO3HIIUSI MOKET BKIIFOUaTh J00aBKU, BRIOPAHHbBIE U3 TPYIIIBI, BKIIIO-
yaroliel aJbI0BaHThI, HAMIOJIHUTEIH, PACTBOPHUTEIN U CTAOUIIN3ATOPBIL.

3. CuHTE3 COCMHEHNUI COTJIACHO HACTOSAIIEMY U300PETEHHIO.

Coenunenns ¢opmynsl [la momyyaroT oOmmMu crocodamMu CHHTE3a, MPOWJLTIOCTPHPOBAHHBIM B IIPUBE-
JICHHBIX HIDKE CXEMaX W COITYyTCTBYIOLIUX TPUMEpax.

CxeMa 1
ze 6
El0,C N aea EGC HO "
S I L, = reebodan o
N T SMe Crapma1  RaHN agua 2 FAHNT N7 SMe  Cragun 3
1 2 k]
(R1B} rs Ph g

z8 Q E 33 |=.|
oﬁf\"‘ EloJ\/E“xz‘”‘P d ‘m-Em\ —_—
' ] S Yl

R4HN ‘N)\sm

iy Cragws 5
4 Cragwa 4 [
R.a (Rl 16)] 5 ::213 (R“e)l 7k
wop—E1 — P ) Bl .
o N N)\ Cragun § o7 “Nf'\ i Crapus 7
), w
3
A-NCO (11),
RIG [+]
Ra | "o * o ca, 12) JOL X2 tFlu Voo
H‘Nxz—-ft 7 N )] ——-—-o——h- of A t;r \E“ sl rl
! Ra
i Sz A ﬁJ“o-J% (13 o N)\Zﬁ
R4 R4
Cragus 8

10

Coenunennst popmyisl Ila mosrydaroT, kak mokasano Ha cxeme 1. Ha ctagum 1 mpoBoIsT peakIuio moaxo-
JIIIIETO XJIOpIUpUMHIHHOBOTO ddupa 1 ¢ R4-3aMenieHHBIM aMHHOM C TIOTYyYE€HHUEM COCTUHEHMsI (OPMYIIBI 2.
IIpenmourutenbHble YCIOBUS A1 CXeMbl 1, cTaauu 1 BKIIOYAIOT MOJISIPHBIE PacTBOPUTENH, Takue Kak JIMO,
TI'®, aneTOHUTPUI, TUOKCAH, BOJIA WIIA UX CMECH, BO3MOXKHO, B PUCYTCTBUU JOOABICHHBIX OCHOBAHUM, TAKHIX
KaK TpHdTWIaMuH, Tipu TemrepaTtypax oT 0 mo 100°C. Boccranosnenue a¢upa 2 maet crupt 3. [Ipeamodrn-
TEJNBHBIC PEarcHTHI IS TMPEBPALICHUS HA CTaUH 2 BKIIIOYAIOT amoMoruapuy tutus B TT'® npu temmeparype B
nmuana3one ot 0°C mo koMHaTHOU TeMriepaTypsl. Kak mokazano Ha ctaguu 3, anpaerun 4 MOXHO TOTYIUTh ITy-
TEM OKHCJICHUS CIIHPTA 3 ¢ UCIOJIh30BAHUEM OKUCIIUTEIICH, TAKUX KaK JUOKCH] MapraHia. KonneHcarms anbe-
ruga 4 ¢ a¢pupom 5 (craaus 4) naeT MUPUIOTUPUMHUIMHOH 6. [IpennodTuTe bHbIe YCIOBHS IS CTaAuK 4 BKIIO-
garoT HarpeBanue (HeoOs3arensHoe, 30-150°C) B AM® wnmm aumetunanetamune (DMAc) B mpucyTCTBUU Kap-
OoHaTa Kayus Wi KapOOHATa Ie3Us Ha MPOTSDKECHUH TIepHoaa BpeMeHu oT 1 4 no 4 mHeit. [pyrue mpeanodru-
TENBHBIC YCIOBUS JUIA CXEMBI 1, cTaiuu 4 BKIIOYAOT 00BbETUHEHUE 4 CI0KHOTO dupa 5 u pTopuia Kajius Ha
KpeMHe3eMe B AMMETHIIAleTaMH/IC TIPH IIepEMELINBAaHUN U, BO3MOXHO, 00pabOTKe YJIbTpa3ByKOM H/WIIN HE0Os-
3arenbHOM HarpeBanuu (30-150°C) B Teuenne nepuoaa ot 30 mun o 48 4. I'pynma "P" B popmyrnax 5-8 npen-
CTaBIISICT aTOM BOJOPOJIa WM 3AIUTHYIO TPYIITY aMUAHA (KOTOpask MOXKET MPUCYTCTBOBATH WM HET), TAKYHO KaK
TpeT-OyTunkapbamar (Boc), 6ensmnkapdamar (Cbz), anmeramun u T.0. 9 CIEIMAIMCTOB B JaHHOW 00MacTH
odeBHIHO, 9TO PparmMeHT R3-N-P-X2 B popmynax 5-8 MoxeT Takxke MPeCTABISITh 3aMEHUTENIb AMHUHOTPYTIIIHI,
TaKOW KaK HATPO FJIM IIHAHO, KOTOPBIA MOYKHO IMPEBPATUTh B AMUHOTPYIIITY Ha CTaIUH 7 IyTeM BOCCTAHOBIICHHS
B TIOJXOIAIINX YCIIOBHSIX.

Ha cxeme 1, ctagust 5 ¢pparMeHT THOMETHIIA COSTUHEHNS 6 MOXKHO OKHCIHTH JI0 CYTb(OKCHAA HIIH CyIIhb-
¢ona c moxyuenueM 7. [IpennouTuTenbHble peareHTsl A TAKUX MPEBPaIleHUH BKIIIOYAIOT IEPOKCUOCH30HHYTO
KUCIIOTY, OKCOH, OKCa3UPUAMHBI U JPYTHe OKHCIUTENIH, KOTOPhIe CHELUHAINCTHl B AaHHOM 00JacTH MPHU3HAIOT
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KaK CTaH/JapTHHIC OKUCIIUTENIN aTOMOB cepbl. Ha mpakruke, cMecH cyab(poKCHIOB U CYJIL(HOHOB MOXKHO HUCTIOJIb-
30BaTh Ha ctaanu 6 Ge3 mpenBapuTesbHOTO pazneneHus. Ha cramum 6 ¢parment cynbpoHa nin cyibpokcuaa
COEIMHEHUS 7 MOXKHO TPEBPATUTh B (parMeHT Z6, CBA3aHHBIA C THPHUAONHNPUMHUIAHOHOM Yepe3 TeTepoaToM ¢
TOJTydeHHEM 8 ITyTeM OCyIIecTBIeHHus koHTakTa 7 ¢ Z6-H [nanpumep, NH(R4),, HOR4 wim HSR4] Bo3MoxHO B
MPUCYTCTBUH OCHOBAHIS, TAKOTO KaK KaJus TPeT-O0yTOKCHIa, THAPHIA HATPHUS U T.J., MM B Ka4eCTBE aJbTepHA-
TUBBI B MIPUCYTCTBUH CHIBHOM KHCIIOTHI, TAKOH KaK COJSHAs KucioTa. [IpernodTuTenbHbIe pacTBOPUTEIH IS
TaKWUX MpEeBpaIleHnuii BKII0OYaroT quokcat, JIM®, TT'®, ciupToBbie pacTBOPUTEIHN WM YUCTHIN Z6-H nipu Tem-
nepatype B auanazone ot 0 g0 200°C. CrenuamucThl B JAHHOW 00JIACTHA MOHUMAIOT, YTO B HEKOTOPBIX CITyJasix
coenrHeHUsT (HOPMYIBI 8§ MOXKHO TOYYHUTh MPSMO U3 COeTUHEHUST GOPMYIIBI 6, UCIIONB3Ysl YCIOBHs cTamuu 6. B
cirydae, eciii Z6 mpeacTaBisieT co0oi BOJOPO, MPEAIOUTHTEIbHBIE CTIOCOOB! BKIIIOYAIOT OCYIIECTBICHIE KOH-
TaKTa COCOUHEHHH 6 MM 7 ¢ Ta3000pa3HBIM BOAOPOJIOM B NMPHUCYTCTBUH MOAXOAAIIETO KaTaau3aTropa Iuapore-
HupoBaHus, HanpuMep Raney Nickel® (aukens Penes) wnum Pd Ha yrie B momxofsineM pacTBOPUTENE, TAKOM
KaK ATaHOJI, METaHOJ, dTuianerat win TT .

Ha cxeme 1, craans 7 3amurtHyo rpymry P, KoTopass MOXKeT MpHUCYTCTBOBATh B COEMHEHHN (HOPMYIIBI 8,
MOXHO, NIPY HEOOXOIUMOCTH, YAAINUTH ITyTE€M CHSTHS 3aIIWTHl B MOAXOAAIINX YCIOBUSX (HapUMep, KHUCIIOT-
HBII runponus s Boc wim rupporenuposanne s Cbz) ¢ momydeHueM coenuneHus ¢opmyist 9. Cramust 7
MOXET TaK)Ke BKJIIOYaTh NPEBpalleHue 3aMEHUTEIeH aMruHa (HalpuMep, HUTPO) B aMUHBI TP HOMOIIHN COOT-
BETCTBYIOIINX PEareHTOB (HAIIpUMeEp, IyTEM BOCCTAHOBIICHIS HUTPOTPYIIIEI Zn/aMMOHHS XJIOPUIOM HIIH ITyTEM
THIPOTEHUPOBAHMA C MAJUTAIHEBBIM KaTtaam3aTopoM). HakoHer, Ha cTaauy 8 MOXKHO OCYIIECTBHUTH IIpeBparie-
HUe coenuHeHust Gopmynsl 9 B coenmuHenue Ghopmynsl 10, koTopas sBisieTcs mpuMepoM GopMyisl la, myTem
peaknuu ¢ m3ornmanaramu Gopmyasl A-NCO 11. OgeBunHo, 4T0 M3o1MaHaThl 11 MOKHO MO0 HEMOCPECTBEH-
HO BBECTH B PEaKINIO, TUOO MPUTOTOBUTS in Situ, HAIIPUMEp, TyTEM Pa3I0KEHUS aIlMIa3ua0B (IEperpynImupoOB-
ka Kypmmyca) B mpucyrctBun 9. Kpome Toro, s cniennanucTa B JaHHOH 00JaCTH OYEBHIHO, YTO HEKOTOPHIE
KapOaMaThl, HanmpuMep TpuxiopaTHwikapbamats! (12) u m3onponenuiakapdamars! (13), Takke IeHCTBYIOT Kak
SKBHUBAJICHTHI U30IIMAHATOB M MOTYT HAWTH NMPUMCHEHUS HA CTATUH 8.

AJbTEepHATUBHBIA CIOCO0O IMOTyYEHHs MPOMEXYTOYHOTO COCIMHEHHs 6 MokazaH Ha cxeme 2. OOpaboTka
anpernaa 4 u3 cxemsl 1 stun(tpudenmwipochopaHUIINICH)aleTaTOM AaeT coeanHeHus: popmyisl 14. bpomu-
poanue 14N OpomcykunHEMUIOM (cTaaus 2) naet Opomun 15. Ha craguu 3 peakius coueranus tuna Cy3ykn
15 ¢ 60pOHOBBEIMH KHCIOTaMHU 16 B MPUCYTCTBUHU MAJLIAAWEBOTO KaTallM3aTopa JaeT COSTUHEHHS] POPMYIBI 6,
KOTOpPBIE MOXKHO IIPUMEHSTH C TIOIydeHHeM coequHeHus Gpopmyisl 10, kak moka3zaHo Ha cxeme 1.

Cxema 2

76 6
L= o "y
o]
D N — e | I
gf\ﬁ\ Cragun 1 o g ‘N‘J\sf Crapun2 o™y N’}\s’
4

R4
14 15

Crapua 3

IMupumuanHb! 1, KOTOpbIE HENb3s CBOOOJHO MPHOOPECTH, MOXKHO JIETKO MOJYYHTh U3 W3BECTHOTO MPOMe-
JKyTodHOTO coeauHenust 17 [cm., Seto, et al. Biorg. Med. Chem. Lett. 2005, 15, 1485] (cxema 3). Takum obpa-
30M, utupoBanue 17 non pefictBueM LDA ¢ nocnenyrouium ramenueM CO, paet xucnoty 18. Ilpespamienue
KUCIOTHI 18 B cioxkubIi adup 19 naet kapkac Ui BBEAECHUS TPYNIBI Z6 COTIIaCHO HACTOSIIEMY H300pETEHUIO.
Ecnu ¢parmenT Z6 cBsi3aH ¢ MHPUMHUIMHOM Yepe3 aToM a3ora Z6, aToM KHuciopoaa Z6 Wiu atoM cepsl Z6, co-
eanHeHust GopMysbl 1 MOKHO HOIYYUTh ITyTEM OCYILECTBIEHHs KOHTakTa amuHa Z6-H, ciupra Z6-H nim tro-
na Z6-H c coequnennem 19, mu6o uucroro (Z6-H kak pactBopuresns), MO0 B MOAXOISIIEM pacTBOPHUTENE, Ta-
koM kak IM®, IMCO unu cnupToBOi pacTBOpUTENs B HHTEpBase TeMnepaTyp ot -78 go 200°C B npucyrct-
BUH MOJXO/SIIIETO OCHOBAHMS, TAKOTO KaK TPHITHIIAMUH, KapOOHAT KaJIus WIIM TPeT-OyTOKCHA Kaius. B ciydae,
ecn Z6 CBS3aH ¢ MUPHUMUANHOM Yepe3 aToM yriepoaa Z6, MpeArnoYTHTENbHBIH CII0CO0 BKITIOUAET OCYIIECTBIIE-
HUE KOHTaKTa coenuHeHus 19 ¢ Monekyinor ¢GopMysbl Z6-M B MPHUCYTCTBUH MAJUIAUEBOTO KaTaIM3aTopa, e
M - 310 (hparMeHT, KOTOPBII y4acTBYeT B KaTAIM3UPYEMOH HEPEXOAHBIM METAIJIOM PEaKIHH IEPEKPECTHOTO
CBsI3bIBaHMS. [IprMepsl MoaXoMmuX ITpynn M BKIIOYAIOT, HO HE OTPaHUIHMBAIOTCA UMH, OOPHBIC KHCIOTHI H UX
CJIOXHBIE YPUPHI, IIMHK, MEJIb, 0JI0BO, KPEMHHI, MarHui, JINTUN U aTIOMUHUH.
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Cxema 3
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Coenunennst popmyn Ia u [la MOXHO MOTYYUTH AOTIOJHATEIHHBIMU CIIOCOOAMH, TTOKA3aHHBIMH Ha cxeme 4
Hwke. Kak moka3zano Ha cranuu 1, peakius R4-3aMemeHHbIX aMHHOB C 5-OpoM-2,6-THXJIOPIIUPUMUIHHOM (22,
UMeeTCs B Tpojaxke), 3-0poM-2,6-muxmopmupuanaoM (21, KOTOPEIH MOXHO MOJYYHTb, CIASAys MPOIEAYpe CO-
rimacHo Pierrat et al. J. Comb. Chem. 2005, 7, 879-886) wim 5-6pom-2,4-nuxnoprnupuaguHoM 20, KOTOPBIA MOX-
HO TIONYYHUTh, CJIeqysl iporieaype cormacHo Schlosser et al., J. Org. Chem. 2004, 70, 2494-2502) naet coeaune-
Hus 23-25 cootBercTBeHHO. Ha cramum 2 o6paboTka OpoMunoB 23-25 TpuOYTHIBUHIIOM B MPUCYTCTBUU TaJI-
JaJMeBOro KaTajin3aTopa JaeT coenuHeHus ¢popmyinsl 26-28. Ha ctagum 3 okucnuTensHOE OTHICIUIEHHE (par-

MeHTa ojieprHa JaeT anbaerusl Gopmydsl 29-21.

Cxema 4
Br NH R4 :f\oq Katanw3atop Pd %fc\
sz“m Cragws t R4HN C| Craama 2 RAHN
20 {01 = W, Q2 = CH} 2301 =N, Q2= CH) Iglm'N QZ = GH)
FiO1=CH, Q2= N) Z4(Q1 =Gk, Q2 = N) Q1 = €H, Q2 = N)
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ANCO (1)
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Re
Cragun7 41401 = N, 02 = CH)
12(01 = CH, 02 = N}
(01 =N, G2 =N)

Ha cxeme 4, cramus 4 xonnencuposanue 29-31 ¢ apupom 5 maet 32-34. IlpeanodTuTensHbIC YCIOBUS IS
cTaguu 4 BKIIOYAIOT HarpeBaHue (Heobs3atenbHoe, 30-150°C) B IM® i DMAc B npucyrcTBuM KapOoHaTa
KaJusl WK KapOoHaTa Le3Usl Ha MPOTSDKEHNH Meprosa BpeMeHH oT 1 1 1o 4 aueil. [Ipyrue npeamnodTHTENbHbIE
YCIIOBUSL JUIsl CXeMBbI 4, cTaaus 4 BKIIIOUAIOT coyeTaHue anbaernaa 29-31, a¢upa 5 u propuaa kanus Ha KpeMHe-
3eMe B AUMETHJIANETAMU/IE NIPH TIEPEMEIINBAHIH M, BOBMOXHO, 00pabOTKe yIbTPa3ByKOM H/WIIM HEOOs3aTelb-
HoM HarpeBanuu (30-150°C) B Teuenue nepuoaa ot 30 mun o 48 4. Kak onmcano Ha cxeme 1, rpymma P, npu-
cyTcTByoIIas B Gpopmyinax 32-37, mpeacTaBiseT aToM BOJOPOJA WM 3alIUTHYIO TPYIIy aMuHa (KOTopas Mo-
JKET MPUCYTCTBOBATh MJIM HET), TaKyl0 Kak TpeT-Oyrmikapbamat (Boc), 6ensun kapoamar (Cbz), anetamun u
T.11. st cnenmanucra B JTaHHOHW o0yacTn 04eBHAHO, 4To (parmeHT R3-N-P-X2 B dopmyne 32-37 MoxkeT Taxke
NPE/ICTABISATh 3aMEHUTEIb AMUHOTPYIIIBI, TAKOM KaK HUTPO WIIM IIHaHO, KOTOPBIH MOKHO MPEBPATHTh B aMHUHO-
TPy Ha cTaAuy 6 ITyTeM BOCCTAHOBJIEHUS B MOAXOAAIINX yCIOBHAX.

-9.
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Kak moxazano Ha cxeme 4, cramus 5, coenuHeHHs GopMyasl 32-34 MOXKHO HPEBPATHTh B COCTUHEHHS
dhopmynsr 35-37 mytem 3amenieHus pparmenrta xmopuna 32-34 gparmenTom Z6. CyIIeCTBYIOT HECKOJIBKO CIO-
c000B, KOTOPBIMH MOYXHO OCYIIECTBUTH TAaKOE 3aMEIICHHE B 3aBHCHMOCTH OT Hpuponsl Z6. B cmydae, ecnn
(dparmMeHT Z6 cBs3aH ¢ KOJBIOM, comepkanmmM Q1 depe3 aToM azoTta Z6, MPeANOYTHTEIbHBIE CIIOCOOBI BKITIO-
4aloT HarpeBaHue coenuHeHus Gopmynsl 32-34 ¢ u3bbiTkoM amuHa Z6-H ¢ m36p1TKOM amuHa Z6-H 6o B dwc-
TOM aMHHE, MO0 B pacTBOpHUTENE, TakoM kKak N-MeTwimupponuaos, IM®, JIMCO wim cnupTOBOH pacTBOPH-
TeNb, B MHTEPBAJIE TEMIIEPATyp OT KOMHATHON Temnepatypsl 10 200°C. [lns cioydas apuUibHBIX U FeTepOapuib-
HBIX aMUHOB Z6-H J0MOJIHATENbHBIE TIPEITOYTHTENbHBIE CTIOCOOBI BKITIOUAIOT HarpeBaHue coennueHuit 32-34 ¢
n30bITKOM aMuHa Z6-H u xucinotHeIM Katamusatopom (Hampumep, TsOH, HCl, HOAc unu tomy mogo6Hoe) B
MOXOJIATIEM pacTBopuTene, TakoM kak JIM®, JIMCO wim cCiupTOBOM pacTBOpUTENh. J[OMOIHUTENBHBIE TIPET-
MOYTHUTENNbHBIE CIOCOOBI AJIsl apuil- M TeTepoapiiaMiHOB Z6-H BKiroyaroT HarpeBaHue coequHeHuil 32-34 B
MPUCYTCTBUH KaTaTU3aTOpa Ha OCHOBE MEPEXOJHOTO METaJlIa, TAKOTO KaK IMaJlIaJINeBhIi KaTaIu3aTop B IMOAXO0-
JIIEM pacTBopuTene, mogooHoM 1,4-nuokcany wim [IM®. B cnydae, korna paaukan Z6 CBs3aH C KOJBIIOM,
cozeprkamM Q, 4epe3 aToM KHCIIOPOAA WM Cephl, IPEINOUYTUTEIbHBIE CIIOCOOBI BKIIIOYAIOT HarpeBanue 32-34
CO CIHPTOM WJIH TPUOJIOM Z6-H B mpHUCYTCTBUM CHIILHOTO OCHOBaHUWs (Hampumep, NaH wnmm kamus Tpet-
OyTokcuaa), mub0 YUCTOTO, C UCTIONb303aHNeM Z6-H B kauecTBe pacTBOPUTEIS, HIIN B TTOJIIPHOM PaCTBOPHUTEIIE,
takoM Kak JJM® i IMCO, npu Temneparype B [uana3zoHe oT KoMHaTHOM Temnepatypsl 10 200°C. B ciyuae,
Korjma ¢parMeHT Z6 CBsS3aH ¢ MHPUAONMPUMHUANHOM Yepe3 aToM yriepoaa Z6, MpeArnoYTUTEIbHbIE CIIOCOOBI
BKITIOUAIOT OCYIIECTBIICHUE KOHTaKTa coequHeHus 32-34 ¢ MojeKynoi GopMynbl Z6-M B IPUCYTCTBUM Tajlia-
JIHEBOTO KaTalm3aTopa, rae M - 3To ¢pparMeHT, KOTOPBIH y4acTBYET B KaTAJTH3UPYEMOH MePEeX0THBIM METaJIOM
peaKkmy MepeKpecTHOTro CBs3pIBaHUA. [IpuMepsl moaxomsmux rpynn M BKIIIOYAIOT, HO HE OTPaHMYMBAIOTCS
MU, OOpHBIE KUCIIOTHI U UX CIOXKHBIE d(HUPHI, IIMHK, TPHAIKUIIOIOBO, KPEMHUH, MarHUH, TUTHI U aTlOMUHUN. B
ciydae, Korjaa Z6 - 3T0 BOJOPO, PEANOYTHTEIBHBIE CIIOCOOBI BKITIOYAIOT BBIICP)KUBAHUE COSANHEHUN (hopMy-
761 32-34 B ra3000pa3HOM BOAOPOJE B MPHUCYTCTBUH MPUTOJHOTO KaTalW3aTopa THAPUPOBAHUs, HanpuMmep Ra-
ney Nickel® Pd Ha yrite, B mogxosiimeM pacTBOpHUTENie, TAKOM Kak 3TaHoJ, dTuianerat wim TT' .

Kak mokaszano Ha cxeMe 4, cTanus 6 ylaJeHue 3allUTHOW Tpynmsl P, koTopasi, BO3MOXHO, IPUCYTCTBYET,
naet coenuHeHust popmysbl 38-40, KOTOpEIE 3aTeM MOKHO IPEBPATUTH (CTaaus 7) B coequHeHMs (HhopMyIisl 41-
43, KOTOpBIE TIPEICTABISIOT co00H pumepsl popmyi la u Ila, cmocobamu, onucanHbIME Ha cxeme 1.

Ha cxeme 5 mokasaH anbTepHATHUBHBIHN, MPESIIOYTHTEIBHBIA CIOCO0 MOTYYCHUS XJIOPIHPHUINH aJbJACTHIIOB
29, KOTOpbIe MOKHO MCIIONIb30BATh ISl IPUTOTOBJICHHST aMUHOB 32 1 coenHeHni obmei popmyist Ila. Tak, o
aQHAJIOTHH CO CXEMOM 1, MPOBOJAT peakuuto dTUWI 4,6-muxiIopoHnkoTHHaTa (44) ¢ R4-3aMeneHHBIM aMHHOM, B
pe3yJbTaTe 4ero MoNyqaroT coenuHeHue Ghopmydnbl 45. IlpeanodTuTesbHble YCIOBUS JUTsl CXeMBI 5, ctaaun 1
BKJIIOYAIOT TOJIIPHBIE pacTBOpuTenu, Takue kak [JM®, TT'®, aieToHUTpuII, IUOKCaH, BOJY WM UX CMECH, BO3-
MOXHO, B ITPUCYTCTBUH 100AaBICHHBIX OCHOBAHUH, TAKMX KaK TPUATHIAMUH, ITpH Temiieparypax ot 0 mo 100°C.
Boccranosnenne apupa 45 maer crimpt 46. [IpeamodrurenpHble peareHTHl I MPEBpAIICHUs HA CTaIud 2
BKIIIOUaloT ajmomoruapun jutus B TT'® npu temnepatype B auanazone ot 0°C 10 KOMHAaTHOM TeMIepaTyphl.
Kaxk mokazano Ha cramuu 3, anpaerua 29 MOXKHO TMOTYIUTh ITyTeM OKHCIIEHUsS crupTa 46 OKHCIUTEISIMH, TaKH-
MU Kak auokcun Maprania. Konnencarus anpaeruaa 29 ¢ apupom 5 cormacHo cxeme 4 nmaet 32, KOTOPBIA MOXK-
HO WCIIOJIB30BaTh C OJTYYCHUEM coennHeHns popmydsl [la.

Cxema 5
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O4eBHIHO, YTO B ONUCAHHBIX BBIIIE CX€MaX HEKOTOPHIE Z6 MOXHO HCHOIb30BATh C 3aIlIUTHBIMHU IpyMIa-
MH, 4TO HOTpeOyeT NOMOJHUTENbHBIX CTaJUH YHaJeHUWs 3allMTHHIX rpymi. Hanpumep, Ha cxeme 6 mokasaH
IPEANOYTUTEIBHBINA CII0co0 MmoydeHus nupunonupuauna opmyisl 48, rne Z6 npencrasiser coboit NHMe.
Ha cxeme 6, cragus 1 mpoBoasaT peakuuto xjuoprnupuanHa 32 ¢ (4-MeTOKCHOEH3WII)METHIIAMUHOM U TTOJTY4atoT
47. Craguio 1 MOXXHO OCYIIECTBUTH B YHCTOM (4-METOKCHOCH3MI)METHIIAMUHE TIPH TEMIIEpaTypax B JTUara3oHe
ot 150 o 200°C. JIubo B Gojee MpeaIOYTUTEIEHOM CIydae CTaIuio | MOXKHO NMPOBECTH C JIMIIL HEOOIBIIUM
n30bITKOM  (4-mertokcubemsunm)mermwiamudia  u DBU  (1,8-gmazabunmkio[5.4.0]yanek-7-eaa) B N-
METWINHUPPOIUJIOHE mpu Temnepatypax oT 150 mo 200°C. Ha cramuu 2 ypajneHue 3allUTHON Tpymmbl 4-
MeTokcubensmia u3 41 nox geiictBueM TpUPTOPYKCYCHOM KUCIOTHI aeT aMuH 48.

-10 -
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Cxema 6
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B nononHeHnun k cnoco6aM MOIYYEHHS MOYEBHHBI, ONMICAHHBIM Ha cxXeMax | W 4 BBIIIE, MOYEBHHEI (Hop-
Myl la u [la MokHO TaxKe MOJy4HTh, Kak TIOKa3zaHo Ha cxeme 7. Ha cxeme 7, cragust 1 mpoBOAST peakUrio aMu-
HOB (popmyn 49-51 ¢ m3onponeHWIXIOPHOPMATOM, B pE3YJIETATE YETO MOTYYAIOT COOTBETCTBYIOIINE H30IPOIIe-
HuiKapOamatel 52-54. Ha cramuu 2 mpoBonsT peakuuto kapb6amaros ¢ 52-54 ¢ amunamu dopmynsr A-NHR3
(55) ¢ moxyuenuem MoueBHH Gopmyn 56-58. B ciryuae, ecnu R3 He sBnsercs H, MoHO3aMeIIeHHBIE MOYEBUHEI
56-58 MoxxHO (HO He 00s3aTEeNBHO) MPEBPATUTH faniee B Ouc-R3-3amenienHbie ModeBuHE 59-61. Tak, Ha cTanuu
3 ocymiecTBiieHne KoHTakTa NH-MoueBHH 56-58 ¢ ankuinranugamMu B MIPUCYTCTBUU OCHOBAHWS, HAIIPUMEP Kap-
O6onata kayms, NaH, kamus tpeT-Oyrokcuaa i BEMP, B mogxoasiem pactBoputene, TakoMm kak IM®, maet
MOYEBHHEI 59-61, B KOTOPBIX HOBas BBeIeHHAs Tpymma R3 mpencraiseT coO0i aKuI.

B kauecTBe anbTepHATUBBI OCYIIECTBIEHUE KOHTakTa Mo4eBHH 56-58 ¢ arnerarom menu(Il) u dpernndopo-
HoBeIMU KHcJOTamu [CMm. Chan et.al., Tetrahedron Lett. 2003, 44, 3863-3865; Chan et.al., TeTpahedron Lett.
1998, 39, 2933-2936; Chan, D.M.T. Tetrahedron Lett. 1996, 31, 9013-9016] naet aHanoru4HbIC COSAMHECHUS 59-
61, B KOTOPBIX HOBBIH BBeieHHbIH R3 npescTasisier coboi GeHut.

Cxema 7
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O6uwmit cnoco6 A. B pactBop wucxomHoro mnwmpasonammHa (1 3kB.) B EtOAc moGaBumm 2,2,2-
tpuxaopaTrwixioppopmar (1,1 skB.) n Hacwimenasld NaHCO; (2-3 axB.). Cnyerst 3 4 mepeMemmBaHusS NpU
KOMHATHOH TeMueparype (as3sl pa3faeilnin 1 BoIHylo a3y skctparuposanu EtOAc. CMmelraHHble OpraHn4ecKue
9KCTPAKThl IPOMBIIH COJIEBBIM pacTBOpoM, BeICymiinH (Na,SO,4) ¥ CKOHIIEHTPHPOBAIHN T10J] BAKYYMOM C IIOJTy-
geHueM chiporo kapbamata TROC ((2,2,2-TpuxI0podTHIIOKCHKapOoHWI)Tupa3oiamMuHa). K kapoamary (1 9kB.)
B JIMCO mo6aBuiy TUU30TPONMIATHIIAMHH (2 3KB.), TOIXOIAIINNA aMUH (2 9KB.) B CMECh TIEPEMEIINBAIN TTPH
60°C B Teuenue 16 4 WK 10 MOJHOTO MOTJIOMIEHHS NCXOHOTO Kapbamara. K cMecu 1o6aBmii BOgy M MPOAYKT
skcrparupoBasin EtOAc (2x25 mur). CMemmanHble OpraHn4ecKUe SKCTPaKThl IIPOMBUIN COJIEBBIM PAacCTBOPOM, BBI-
cymnn (Na,SO,) U CKOHIIEHTPUPOBAIH IO BAKYYMOM C TTOJIYICHHEM CHIPOTO TPOAYKTa, KOTOPBIA OYUCTHIIN
MyTeM XpoMarorpa(uu Ha KOJOHKAX C MOIyYSHUEM KETaeMOTr0 COCIUHECHHS.

O6mmii cnoco6 B. K cycnensun amuna (06sraHO 0,67 MMouib) B EtOAc (2 mi) moGaBuiu 1H. BOJHBIN
NaOH. PeaknmnoHHy0 cMech OXJIaquin U o0padotanu m3onporenun xiaoppopmarom (0,1 mi, 0,94 mmonb) 60-
nee 30 c. PeaknnoHHy0 cMech mepeMemuBaiy 15 MuH ¥ 1 9 TIpy KOMHATHOW Temmeparype. PeaknnoHHyio
cMmech BeuTIi B TT'®-EtOAc (1:1; 40 M) u otmbimu H,O (2x10 M) u costeBeiM pacTBopoM (2x10 mur). Opra-
HUYecKyro (paknuto Beicymmm (Na,SOy4), CKOHIIEHTPUPOBAIHN TI0J] BAKYYMOM U OCTAaTOK OYHCTUIIM Ha XpoMa-
TorpaIecKuX KOJIOHKAX C MOJyYeHHEM KenaeMmoro (mpor-1-eH-2-mwn)kapoamata. K xapbamary (o6srano 0,26
MMOJIb) H00aBHIH ToAxoasmuil amuH (00br9HO 0,26 MMoib) B TT'® (2 M) n 1-MeTnnmupposuans (KaTaluTh-
geckoe komdectBo) npu 60°C B Teuenne 18 4. Cmeck pazdasumm CH,Cl, (2 min) u rekcanom (0,5 min) u niepeme-
mmBaian B TeueHne 10 muH. [TomydeHHBIH ocalok OTGUIBTPOBAIN U BRICYIIMIIH, ITOJTYYSHHOE TBEPJOE BELIECTBO
myTteM o0paboTku 0,1H. pactBopom HCI npeBpaTiiiy B rHAPOXIOPHIHYIO COJTb AMHUHA H JIMO(DHINZUPOBAITH.

O06mmnii ciocod C. B nepemermBaeMblii pacTBop amuHa (2 Mmouts, 1,00 9kB.) 1 nupuausa (4 Mmous, 2,00
9kB.) B CH,Cl, (18 mi) npu komHaTtHOH Temneparype nobasuimu Troc-Cl (1,87 mmons, 1,05 skB.). Cnycrst 4 4
peakumonnyto cMmech npomsuin 3M HCI (1x), naceimennasiM pactBopoM NaHCO; (1x), Beicymmn (Na,SOy),
OT(GWILTPOBAIN W BHIAPUIIN C TIOTydEHUEM XKeJlaeMoro 2,2,2-TpuxyiopaTuikapoamara. [IpoayKT HCIoIb30BaIn
B CIIEIYIOIIEH peaKIuu.
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2,2,2-Tpuxmnopstunkapoamar (0,7 mmoins, 1,00 3kB.), moaxoasmuii (0,7 mmons, 1,00 3kB.) u iPr,NEt (1,54
MMOJIb, 2,20 3kB.) cmemranu B JIMCO (3 mun) u nepememuBany npu HarpeBanuu npu 70°C. Ciycrs 18 4 peak-
IIMOHHYIO CMECh pa30aBmiId coJieBBIM pacTBopoM (30 M) m mposkcrparupoBanu EtOAc (3x). CMmemaHHy0 op-
TaHUYECKYI0 (PAKITUIO MPOMBUTH COJIEBBIM PacTBOPOM (2x), Beicyminn (MgSO,), OTOUIBTPOBAIH W BHITTAPHITH
C MTOJIy4€HHEM CHIPOTO NMPOAYKTa, KOTOPHIH OYUCTHIIN IYTEM UMITYJIbCHOM KOJIOHOYHOM XpoMarorpadum.

O06mmit cnoco6 D. B nepemenmBaemsiii pactBop kapooHoBoi kuciotsl (0,50 mmons, 1,00 axB.) 1 DPPA
(0,75 mmomb, 1,50 skB. ) B 1,4-nuokcane (5,0 M) mpu KoMHATHOU Temmepatype mobaswmm Et;N (1,5 mMons,
3,00 skB.). [Tociie momemuBanus B Tedenrne 30 MUH IpH KOMHATHOM TeMIIEpaType J0OABUITH TIOIXOASAIINNA aMUH
(0,76 mMons, 1,50 skB.) u cmech Harpenu 1o 100°C. Cnyctd 2 4 peakIMOHHYIO CMECh OXJIAAUIH IPU KOMHATHOU
TemIiepaType, pa30aBIIM COJIEBBIM pacTBOpoM U 3kcTparupoBaiu EtOAc (2x). CMelmaHHYI0 OpraHHYECKYFO
¢dpaxmuro npomeutn 3M HCI (1x), HaceienasiM pactBopoM NaHCO; (2x) u coneBsIM pacTBopoM (1x), BeICy-
nn (MgSOy,), OTOUIBTPOBANN U BEITAPHUIIN C MOTYYCHHEM CHIPOTO MPOTYKTa, KOTOPBIH OYUCTUIM ITyTEM KO-
JIOHOYHOH (IdII-XpoMaTorpadpyy ¢ MOTyISHHEM KeJTaeMOil MOUEBHUHEI.

O6mmii crroco6 E. B pacteop apwicynsdona w/wmm apuwicynbdokcuna (0,4 mmons) B TT'® modasuiy mo-
XOISAIITNN aMHH (2 MMOJIb, 5 9KB.) H PEaKIIMOHHYIO CMECh ITePEMENINBAN B TEUCHHUE 2 9 MMPU KOMHATHOH TeMIIe-
patype. Cmech pazdaBmnu EtOAc (3 M) ¥ TOTyYEeHHBIH 0CaIOK OTGHIBTPOBAIIN, IPOMBUIH M BBICYIIHIIH C TTO-
Jy9CHHEM JKEIaeMOro IPOIyKTa apuiIaMHHa.

Oo6mmit crioco6 F. B mepememmBaemyro cycnensuto msonuanara (0,51 mmouns, 1,00 5xB) m nupuanHa
(0,0418 mi, 0,51 mmoms, 1,00 skB.) B CH,Cl, (5 mi) npu KOMHaTHOW TemriepaType JOOaBUIIN IOIXOSIINHA
amuH (0,51 mmomb, 1,00 skB.). ITocrenenHo obpaszoBanack rycras cycrnensus. Criycts 3,5 4 ocagok oToOpanu
¢unsTpoBanueM, xopouro nponosiockand B CH,Cl, u Beicymmim Ha GUIbTpe ¢ MOJy4eHHEM JKellaeMOoi Mode-
BUHBL.

Oo6mmit ciocod G. B pactBop amuna (11 mmone) B TT'® (100 mur) modasmwmu LiHMDS (22 mMMons) mpu
-78°C B atmMocdepe Ar. Crycrst 20 MuH no6aBwii npon-1-eH-2-un xnoppopmar (11 MMOJIB) ¥ peakIIMOHHYIO
cMmech nepememuBany 30 muH. Peakiuto moracuim 2H. HCI (15 mur) ipu -78°C n Harpesu npyu KOMHATHOM TeM-
neparype.

Peaknmonnyro cMech pazbaBuim cosieBbIM pacTBopoM (50 mur) m EtOAc (50 M), opranndeckyio (asy ot-
JISTAITA | TIPOMBIIIH COJIEBBIM pacTBOpoM, BeICymnin (Na,SO4) U KOHIIEHTPUPOBAIH TI0]T BAKYYMOM. B pe3yib-
TaTe IMyTeM XpomaTorpaduy Ha CHIIMKAareie WM MEePeKPUCTAIUIM3ANNN HOJXYYHIN COOTBETCTBYIOIIMK Mpom-1-
eH-2-11 KapOamar.

B xap6amat (06sraH0 0,26 MMOIB) m06aBuIu ogxoAsmuid aMuH (00s19HO 0,26 MMmons) B TT'® (2 M) u 1-
METHIITHPPONUANH (KaTanmuTruueckoe kommdecTBo) mpu 60°C B Teuenue 18 4. Cmeck pazdasumu CH,Cl, (2 mon)
u rexcanoMm (0,5 mi) u mepememmBany B Tedenue 10 muH. [TorydeHHBIN 0caioK OTGUIBTPOBAINA M BBICYIITHIIH,
MOJIy4eHHOE TBEpJ0e BelecTBo IryreM oopadotku 0,1H. pactBopom HCI npeBpatnim B rUIpOXIOpUIHYIO COJIb
aMUHA ¥ THO(WITH3UPOBAJIH.

ITpumep Al.

K pactBopy coemunenusi n3 mpumepa A3 (6,0 v, 19 mmons) B CH,Cl, (50 mi) cpasy nobaBwim M-
xnoprepokcuben3oinyo kucnory (M-XIIBK, 6,5 1, 38 mmons). [Tocne nepementuBanuii Ipyu KOMHATHON TeMIIe-
parype B TedeHHe 2 4 H00aBWIM HachImleHHBIH 301HbIH pacTBop NaHCO; u Boanslit pactBop NaHSO; u npo-
JOJDKAJIH TIepEeMeIINBaHue B TCUEHHE HECKOJNBKUX MUHYT. OObeJMHEHHBIE OpraHnYecKre (pa3bl IPOMBUIN COJIe-
BBIM PacTBOPOM, BHICYIIIHIIN U KOHIICHTpHUPOBaIHu B Bakyyme. OctaTok pactBopsud B JIMCO (5 mi) u mo6aBmim
amMmuak B auokcane (2M, 200 mu, 400 mMoub). TlonydeHHYI0 PEakIMOHHYIO CMECh TIEpEMENINBAIIA B TCUCHUE
HOYM TIPH KOMHATHOH TemmepaType. PacTBopuTens ynaxsin npH MOHIKEHHOM JIAaBICHHUHU, a OCAIOK OYHINAIN
myteM oOparmieHHo-(a3oBoi mpemapaTuBHO BDOXKX, B pesympraTe uero momydanu 2-aMHUHO-6-(3-aMHHO-4-
¢dropdpernn)-8-metrnmmpuno|2,3-d jmupumuana-7(8H)-ou (1,9 1, 35% BBIXOX).

'"H SIMP (300 MT';, IMCO-dq): & 8,63 (¢, 1H) , 7,80 (c, 1H), 7,39 (yump.c, 2H), 7,12 (1, J=6,0 I'u, 1H),
7,03 (1, J=12,0 T'u, 1H), 6,80 (M, 1H), 3,53 (c, 3H);

MC (ESI) m/z: 286,2 (M+H").

IIpumep A2.

Crenys mpouenype, aHaJorndHoi nmpumepy Al, coenunenue u3 npumepa A9 (3,50 r, 10,6 Mmonb) oxwuc-
M xioprepokcubensoitnoit kucnortoit (mCPBA, mXIIBK) (2,87 1, 11,7 mmonb, 70 Bec.%) ¢ moiydeHuemM
NpOMeXyToyHoro  6-(3-amuHO-4-ropdenmn)-8-otun-2-(Metmncynbhuanin)nupuno| 2,3-d Jmupumunun-7(8H)-
oHa (2,35 1, 61% BeIXOx). [IpomMexxyTouHoe coeaunenue (1,40 r, 3,86 mmons) u 0,5M ammuak B auokcane (15,5
MJ, 2 9KB.) CMEIIMBAIM M OYHINAIN MyTeM KOJOHOYHOH XpomaTorpaduu Ha CHIWKAreye ¢ IMOJTyYCHHEeM 2-
aMHuHO-6-(3-amuHO-4-pTopdenmn)-8-stunmpuno|2,3-d|mupumunun-7(8H)-ona (0,65 1, 56% BBIXOX).

'H SIMP (400 MI'u, IMCO-dq): & 8,63 (c, 1H), 7,79 (c, 1H), 7,27 (c, 1H), 7,10 (mn, J=2,4, 8,8 I'n, 1H),
7,00 (nm, J=8,8, 11,6 I'u, 1H), 6,75 (M, 1H), 5,14 (c, 2H), 4,31 (xB, J=6,8 I'y, 2H), 1,18 (T, J=6,8 I't, 3H);

XKX-MC (EI) m/z: 300,0 (M+H").

[Tpumep A3.

Cwmecsk coequnaenus u3 npumepa Cl (15 r, 82 mmois), atun 2-(3-amuno-4-propdenun)amnerara (19,4 r, 98
MMOJIb; TIOJy4eH crmocobom cornacHo Kuse et al. Tetrahedron (2005), 61, 5754-5762) u K,CO; (34,0 T, 246
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MMoutb) B JIM® (100 mu) HarpeBas mipu 110°C B Teuenne Houu. CMech BIWBAIN B BOAY U OKCTParupoBald
nmpoaykT dtuianeratoM (3x200 mur). OO0beauHEHHBIE OpraHndeckre (ha3bl MPOMBIBAIA COJIEBBIM PAacTBOPOM,
cymmmn (Na,SO4) M KOHIEHTPHPOBAIM B BakyyMe. OUnCTKa IyTeM XpoMaTorpaduu Ha CHJIMKarese aaBaia 6-
(3-amuHO0-4-hTopdenmn)-8-meTun-2-(MeTrnTuo )mupuno| 2,3-d [mupumunus-7(8H)-on (13,0 T, 50% BbIXON).

'H SIMP (300 MI'u, JIMCO-de): & 8,91 (c, 1H), 7,99 (c, 1H), 7,15 (mn, J=8,7, 2,1 I'u, 1H), 7,04 (ux,
J=11,4, 8,4, 1H), 6,80 (m, 1H), 5,21 (ymmup.c, 2H), 3,65 (c, 3H), 2,60 (c, 3H);

MC (ESI) m/z: 317,2 (M+H").

[Tpumep A4.

Crnenys ob6memy cmnocody E, 6-(3-amuHo-4-bropdennn)-8-3tni-2-(MeTHincynbGuHII)TUpUI0[2,3-
d]jmapumuana-7(8H)-oHa 3 mpumepa 2 (0,94 1, 2,73 mmons) u 2,0M metwnamun/TT® (2,73 mi, 5,5 MMouib)
TIepEeMEIMBaIN B TEUCHHE HOYHM NMPH KOMHATHOW Temmeparype. [JobaBmsm Bomy (50 M) M dKCTparupoBaiu
nponykt EtOAc (2x30 mur). OObenqMHEHHBIE OpraHuYecKue (a3bl MPOMBIBAIH COJIEBBIM PACTBOPOM, CYLIHIIH
(Na,SO,4) ¥ KOHIIEHTPUPOBAIH C TIOJyYEHHUEM CHIPOTO MPOIYKTa. [10ydeHHBIH CHIPOH MPOAYKT IePEMETHBAITH
¢ pactBopom 60% CH,Cly/rekcan (10 mi) B Teuenue 10 mmH. [TomydeHHOE B pe3ynbTaTe TBEpAOE BELECTBO
¢unpTpoBas, TpoMmbBanu pactBopoM 60% CH,Cl/rekcan W cymminu ¢ moiydeHueM 6-(3-aMnuHO-4-
dbropdennn)-8-3tri-2-(MetmwiamuHO )iupuao| 2,3-d Jmupumuus-7(8H)-ona (0,32 1, 37% BBIXOI) B popMe TBEp-
JIOTO BEILECTBA.

'H SIMP(400 MT'ti, IMCO-dy): & 8,62 (¢, 1H), 7,82-7,77 (m, 2H), 7,11 (azx, J=8,8 I', 1,6 I';, 1H), 7,00
(mm, J=11,2 T', 8,0 I', 1H), 6,78-6,74 (M, 1H), 5,14 (c, 2H), 4,39-4,35 (M, 2H), 2,89 (n, J=4,4 T'u, 3H), 1,26-
1,22 (m, 3H);

MC (ESI) m/z: 314,3 (M+H").

IIpumep AS.

Crienys IByXCTaIUHHON TpOIeaype, aHAIOTHIHO#M mpumepy A27, coenuHenne u3 npumepa AS5 (1,3 1, 3,2
MMOJIb) U 4-meTokcuOeHzunamud (10 ) mpeBpamanu B 7-aMuHO-3-(3-amuHO-4-GTopdennn)-1-metni-1,6-
HapTupunua-2(1H)-on (0,55 1, 54% BIXOH, IBE CTAANN).

'H SIMP (400 MI'u, IMCO-de): & 8,34 (c, 1H), 7,77 (c, 1H), 7,07 (mn, J=9,2, 2,4 I'n, 1H), 6,97 (m, 1H),
6,75 (M, 1H), 6,50 (c, 2H), 6,24 (c, 1H), 5,10 (c, 2H), 3,47 (c, 3H).

MC (ESI) m/z (M+H"): 285,3.

[Ipumep A6.

Crnenys mpouenype, aHanoruguoit npumepy Al, coemunenne u3 npumepa A10 (0,200 r, 0,605 Mmonb) u
N,N-mumerwmtmiesauamud (0,334 mi, 3,03 MMonp) cMemuBaiud ¢ HoxydeHuem 6-(5-ammuH0-4-(hTop-2-
MeTHIAPEHIT)-2-(2-(IUMETHIAMUHO ) 3THIIaMUHO )-8-MeTimmupuao[ 2,3 -d jmupumunun-7(8H)-ona (0,095 1, 42%
BBIX0/T) B (hOpPME JKEJITOH TEHBI.

'H SIMP (400 MTI'ti, CDCly) & 8,40 (c, 1H), 7,36 (c, 1H), 6,85 (1, J=11,6 T'n, 1H), 6,62 (x, J=9,2 ', 1H),
6,11 (c, 1H), 3,79 (c, 3H), 3,57 (xB, J=5,6 I'y, 2H), 2,56 (1, J=6,0 I'y, 2H), 2,29 (c, 6H), 2,07 (c, 3H);

MC (ESI) m/z: 371,2 (M+H").

IIpumep A7.

Cwmech coemuaenus u3 npumepa All (0,050 r, 0,16 mmons) u N,N-qumetmmaTan-1,2-guamuna (2,0 mi, 18
MMoutb) HarpeBanu npu 175°C B atmocdepe N, B TeueHne HOUH. PeakiioHHyr0 cMech OXJIaKAaIH 10 KOMHAT-
HOW TeMIIepaTyphl U yIAJISUIH PACTBOPUTENb MPH TOHIKEHHOM JaBieHHH. OCTaTOK TacHiIM HACHIIIEHHBIM pac-
tBOopoM NaHCO; (6 mi1) u axcTparupoBanmu EtOAc (2x10 mia). O0besnHEHHBIE OpraHudeckre (a3bl IPOMBIBAIN
coyleBbIM pactBopoM (6 mu), cymman (MgSO,) ¥ KOHIIEHTPUPOBAIH, B pe3yibTare MmoJrydand 3-(5-aMuHO-4-
¢drop-2-metundenmn)-7-(2-(IMMeTIaMIHO )3THIaMIHO)- 1 -MeTnin-1,6-sadTrpunna-2(1H)-oa (0,050 1, 86%
BBIXO) B ()OpPME CBETIIO-KEITOH TICHBI.

'H SIMP (400 MI', CDCL3): & 8,28 (c, 1H), 7,43 (c, 1H), 6,86 (1, J=12,0 I'n, 1H), 6,64 (1, J=9,2 T'n, 1H),
6,06 (c, 1H), 5,58 (M, 1H), 3,60 (¢, 3H), 3,40 (xB, J=5,2 I'y, 2H), 2,60 (T, J=6,0 I'n, 2H), 2,28 (c, 6H), 2,09 (c,
3H);

MC (ESI) m/z: 370,2 (M+H").

ITpumep AS.

Cnenys npouenypaM, aHaJIOTUYHBIM ONHUCaHHBIM B npumepe C2 u mpumepe A2, stun 4-xmop-2-
(METHITHO ) MUPUMHUINH-S5-KapOOKCHIIaT, IUKIONPOIHIaMUH, 3THI 2-(3-aMuHO-4-TopdeHnmn)aneraT (mory4eH-
HBII ciocoooM 1o Kuse et al. Tetrahedron (2005), 61, 5754-5762) u 0,5M amMuak B iuokcane (2 MII) CMEIIHBa-
JU C TIOJTydeHnueM 2-aMHHO-6-(3-amuHo-4-hropdennn)-8-muxmonponmimupuao[2,3-djmupumuana-7(8H)-ona B
(hopme rpsi3HO-O0€T0T0 TBEPAOTO BemecTBa (67 MT).

'H SIMP (400 MI'u, IMCO-de): & 8,57 (¢, 1H), 7,73 (c, 1H), 7,15 (ymmp.c, 1H), 7,06 (ux, J=9,2 I'n, 2.4
I'u, 1H), 6,99 (an, J=11,2 I'y, 11,6 'y, 1H), 6,75-6,71 (m, 1H), 2,88-2,82 (m, 1H), 1,18-1,13 (M, 2H), 0,83-0,78
(M, 2H);

MC (ESI) m/z: 312,0 (M+H").

ITpumep A9.

Crnoco6 1. K pactBopy coenmnennst u3 mpumepa C2 (8,0 r, 0,041 momp) m stun 2-(3-amuHO-4-
dbropdpennn)anerara (8,0 T, 0,041 monb) B qumerunaneramuzae (200 mr) nodasmwmu KF na Al,O; (40 Bec.%, 40 T,
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0,275 Monb) 1 nepeMeIInBall cMech P KOMHATHOH TemriepaTtype B TedueHue 1 4. Peakunonnyto cMech Guibt-
pOBaI ¥ KOHIEHTPUPOBAIH (PHUIBTPAT 10 CyXOro cocTosiHMS. OCTaTOK MPOMBIBAIN 3THIIOBEIM 3(HPOM C TOITY-
yerneM 6-(3-amuHO0-4-hTopdenmn)-8-31un-2-(metmnTo )mnpuao| 2,3-dmupumuana-7(8H)-ora (10,9 1, 81%
BBIXOJ).

'H SIMP (400 MI'u, JIMCO-dg): & 8,88 (c, 1H), 7,96 (c, 1H), 7,10 (mm, J=9,2, 2,4 I'u, 1H), 7,00 (az,
J=114, 8,6 I'n, 1H), 6,76 (m, 1H), 5,17 (c, 2H), 4,36 (xB, J=6,8 ', 2H), 2,57 (c, 3H), 1,22 (T, J=6,8 ', 3H);

MC (ESI) m/z: 331,1 [M+H]".

Crnioco6 2. Coemmnenune u3 mpumepa C2 (2,08 r, 10,5 mmons), atun 2-(3-amuHo-4-hropdenu)amerar
(2,29 1, 11,6 Mmmoup) 1 mopomok K,CO; (4,37 1, 31,6 Mmoinb) cmemuBamy B JIM® (15 mi) u TimarensHO Tiepe-
MmemmBany npu Harpesanuu npu 110°C B atmocdepe N,. ITocne 3aBepiieHus peakiui cMech YaCTHYHO OXJIaXK-
namm u pasbasisum HyO (60 mur), B pe3yabTaTe 4ero MporuCXoamIo ocaxacHue nmpoaykra. CycleH3uIo TIaTeb-
HO OXJIaXKAalX BO Jb1y. TBepaoe BemecTBo (GUiIbTPOBAIN U IpoMbIBaM Bogoit (100 mir), B pe3yibpTaTe noiyda-
JM CHIPOH MPOIYKT, 6-(3-amuno-4-propdennn)-8-31mi-2-(Metrwiruo)mupuno|2,3-dmupumunnn-7(8H)-on (3,50
r, 100% BBIXON).

ITpumep A10.

UYepes pactBop coemuHenus u3 npumepa D4 (2 T, 8,0 MMouip), 6-0poM-8-MeThn-2-(MeTHIITHO )TUpUa0[2,3-
d]mupumunna-7(8H)-ona (2,5 r, 8,8 MMoie) U kapbonaTa kamus (3,3 1, 23,9 mmoins) B IM® (10 M) B TeucHue
20 MuH 6apOOTHpPOBAIH a30T, 3aTeM M00aBsUH TeTpakuc(TpudermipochuH)mamanuii (460 mr, 0,4 MMOIb) U
npojospKan 00padoTky azotoMm B TedeHue 30 muH. [lomydennyro cmecs HarpeBasiu npu 80°C B Teuenue 16 u.
Ocratok JIM® ymansiu npy MOHMKEHHOM JAaBJICHUH U OCTaTOK pa3ierisuii Mexay Bomoi u EtOAc. Opranude-
CKyI0 (pa3y IpOMBIBAIIM COJEBEIM PACTBOPOM, CYIIFUIH, (GHIBTPOBAIH, KOHIECHTPHUPOBAIN H OUYHINATIH ITyTEM
KOJIOHOYHOW XpoMarorpaguui Ha CHJIHKareie, B pe3yidbTaTe dYero mnonydamn 6-(5-aMuHO-4-pTOop-2-
MeTHI(GeHN)-8-MeTHI-2-(MeTmiTro )iupuno[ 2,3-d |mupumunua-7(8H)-on (1,1 T, 42,3% BeIXON).

'H SIMP (400 MI't, IMCO-de): & 8,86 (c, 1H), 7,80 (c, 1H), 6,87 (x, J=12,0 T'u, 1H), 6,58 (1, J=8,0 I,
1H), 4,96 (ymmp.c, 2H), 3,62 (c, 3H), 2,59 (c, 3H), 1,95 (c, 3H).

MC (ESI) m/z: 331,2 (M+H").

Crioco6 2. Coemunenne u3 npumepa Cl (3 r, 16,4 mmcis) u npumepa D1 (3,46 T, 16,4 MmoIb) 00beAHHS-
mu B quMetnnanetamuze (30 mu). Jobasmsin KF/ALO; (40 Bec.%, 19 T, 130 MMOJIB) M NOIYYEHHYIO B PE3YIlb-
TaTe CyCIICH3MIO TIIATEIHHO MepeMeIInBalld P KOMHATHOW Temreparype B Tedenne 30 MuH. TBepable Bemie-
CTBa ynalsiiu (GUIBTPOBAHUEM M (DUIIBTPAT MPOMBIBATH AUMETHIANeTaMuioM. CMelaHHbIle opranndeckue da-
361 KOHIICHTPUPOBAJIN B BaKyyMe, B pe3yJIbTaTe 4ero MoJIydad OCTaTOK, KOTOPHIH pa30aBisuid BOJOH U (GHUIIBT-
poBayIM ¢ ToiydeHueM 6-(5-aMuH0-4-PTop-2-MeTHIhEHNT)-8-MeTHIT-2-(METHITHO )ITUPUAO[ 2,3 -d JmupuMuaH-
7(8H)-ona (700 mr, 13% BBIXOX).

Crioco6 3. Cs,COs3 (40,0 T, 123 mmomb) mo0aBisuii K pacTBopy coeauHenue u3 npumepa D1 (10,00 T, 47
MMOJIb, 1 9kB.) U coemuHenue u3 mpumepa Cl (8,0 r, 44 mmonsb, 0,92 skB.) B JIM® (100 mi). PeaknuonHyro
CMeCh TIepeMEeITUBAIA TP KOMHATHOUW TeMrieparype B TedeHue 15 4. Jlob6asmsumu Boxy (800 mur) mpu mepeme-
mmBaHul. Ocafok GUIBTPOBAIM W TMPOMBIBAIN BOJIOW, B Pe3yiIbTaTe MOIyJald ChIpoi mpoxykT. Ceipoil mpo-
IIYKT pa30aBisuii B MeTaHose npy HarpeBarun 10 S0°C B Teuenue 20 MuH. ['opsayto cycrieH3u0 GUIbTPOBAIH
1 coOpaHHBIE TBEpHIbIe BEIIECTBA CYIIMJIM B BaKyyMmMe, B pe3yiabTaTe mnonydamd 6-(5-amuHO-4-GTOp-2-
MeTHIPCHIT)-8-MeTHA-2-(MeTHATHO )Tupu 0| 2,3-d [mupumunus-7(8H)-oH (11,4 T, 73% BBIXO).

ITpumep All.

K pacrBopy coeamnnenns u3 npumepa C3 (2 1, 11,8 Mmoip) B quMernnaneramuze (40 mir) 1o0aBisuti co-
enuHeHne u3 npumepa D1 (2,5 r, 11,8 mmomns), a 3arem KF/AL,O3 (40 Bec.%, 10 r, 68 MMoib). PeaknuoHHyo
CMecCh NepeMelInBalIi IPH KOMHATHON TeMIieparype B TedeHue 2 4. PeaklMOHHYI0 cMech (HIbTPOBAIN U BIIU-
Bamu (QWIBTPAT B BOIY, OCAOK coOMpanu (UIBTPOBAHHUEM W CYIIMIN C MONXyYeHHeM 3-(5-aMuHO-4-PTOp-2-
MeTHIGeHnN)-7-x0p- 1 -metmi-1, 6-madtupuana-2 (1H)-ona (2,5 r, 69% BBIXOX).

'H IMP (300 MI'u, IMCO-dy): & 8,72 (c, 1H), 7,90 (c, 1H), 7,62 (c, 1H), 6,88 (x, J=12,3 I'n, 1H), 6,60 (x,
J=6 T, 1H), 4,95 (¢, 2H), 3,60 (c, 3H), 1,95 (c, 3H);

MC (ESI) m/z: 318,0 [M+H]".

ITpumep A12.

Crnenys mpouenype, aHamorndHoi mnpumepy Al, coemumuenue u3 npumepa A3 (4,0 t, 12,6 mMMmoms), M-
XTIIBK (3,43 1, 13,9 mmonb) u metunamuHruapoxiopun (1,73 r, 25,3 MMoIIb) cMemUBaIy ¢ ModydeHueM 6-(3-
amuHO-4-propdenun)-§-metmi-2-(MeTunamuno )iupuao| 2,3-dmupumnann-7(8H)-ona B dopme xenroro TBep-
noro Bemectsa (3,00 T, 79% BbIXON).

'H SIMP (400 MI't, IMCO-dg): & 8,70 u 8,62 (ymmp.c, 1H), 7,81 (c, 1H), 7,78 (m, 1H), 7,11 (mx, J=8,8,
2,0 I'u, 1H), 7,00 (an, J=11,6, 8,0 I'u, 1H), 6,77 (m, 1H), 5,13 (c, 2H), 3,59 u 354 (c, 3H), 2,91 (n, J=4,4 I'Ly,
3H);

MC (ESI) m/z: 300,3 [M+H]".

ITpumep A13.

PactBop coenuuenns n3 npumepa A3 (2,5 r, 7,9 mmons) B EtOH (30 mur) o6pabateiBamu Raney Nickel®
(rmukens Panes) (50% cycnensus B Boge, 10 r, 85 MMOJb) 1 cMeCh HarpeBajiu ¢ 0OpaTHBIM XOJIOIMIEHUKOM B
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TeueHne 3 4. OXJIaXXICHHYIO PEaKIMOHHYIO cMech (QHUIBTPOBAIM M (DUIIBTPAT KOHIEHTPUPOBAJIH, B PE3YJIbTATE
MOJIy4daJld CBIPO HPOJYKT, KOTOPBIA NMpoMbiBaiaM XojogHeiM MeOH (2 mu) ¢ momydenueMm 6-(3-amMnuHO-4-
¢dropdpernn)-8-metnn-8H-mupuno(2,3-d|mupumuaun-7-ona (1,0 T, 47% BeIXOX).

'H SIMP (300 MI't, IMCO-dg): 8 9,10 (c, H) , 9,07 (c, 1H), 8,06 (c, 1H), 7,14 (ax, J=8.,7, 2,1 I'u, 1H),
7,05 (o, J=11,4, 8,4 I'y, 1H), 6,82 (m, 1H), 5,22 (c, 2H), 3,58 (c, 3H);

MC (ESI) m/z: 271,3 (M+H").

[Ipumep Al4.

PactBop coemunenus 3 npumepa A10 (500 mr, 1,5 mmonb) B quokcane (1 M) u NH; H,O (5 mur) mHarpe-
Basn 10 180°C B cranpHOI O0oMOe B Teuenue 3 4. PacTBopuTeNs yaassuIi Mpy MOHM>KEHHOM JaBJIEHUH, OCTaTOK
OYHIIAIIN TTyTeM KOJIOHOYHOM XpoMaTorpaduu Ha CHITMKTarese, B pe3yJbTaTe MoxyJan 2-aMuHO0-6-(5-aMrHO-4-
¢drop-2-metundenmn)-§-metmmupuno| 2,3-d|mupumuaun-7(8H)-ona (110 mr, 24% BIXO).

'H AMP (300 T, IMCO-de): & 8,58 (c, 1H), 7,59 (c, 1H), 7,25 (c, 2H), 6,85 (n, J=12,6 ', 1H), 6,57 (x,
J=9,3 T'u, 1H), 4,88 (c, 2H), 3,53 (c, 3H), 1,95 (c, 3H);

MC (ESI) m/z: 300,3 [M+H]".

ITpumep AlS.

[To ananornu ¢ npumepom A3 4-aMHHO-2-(METHIITHO ) TUPUMHIMH-5-KkapOansaerun (1 r, 5,9 Mmmois, mosy-
YeHHBIH cornmacHo Barvian et al., J. Med. Chem. (2000), 43, 4606-4616), K,CO; (2,4 1, 17, 4 MMOJIB) ¥ 3THIIO-
Bl adup (3-amuno-4-¢propdenmn)kucnors! (1,4 r, 7,1 MMmoiap) oObeauHSIN C HonydeHneMm 6-(3-amuHO-4-
¢dropdernn)-2-(meruntuo)nupuno|2,3-dmuprimuaia-7(8H)-ona (1,1 T, 56% BEIXOT).

'H SIMP (300 M, IMCO-dg): 8 12,51 (ymmp.c, 1H), 8,87 (c, 1H), 7,95 (c, 1H), 7,12 (azm, J=9,0, 2,1 T,
1H), 7,02 (mn, J=11,4, 8,4 I'y, 1H), 6,80 (M, 1H), 5,19 (c, 2H), 2,55 (¢, 3H);

MC (ESI) m/z: 303,2 [M+H]".

IIpumep Al6.

Cwmech coemmaenus u3 npumepa Cl (2,4 r, 13 mmons), coennaenne u3 npumepa D2 (2,8 r, 13 MMonb) u
KF/Al,O;3 (40 Bec.%, 10 r, 69 MMonb) B AUMETHIIAIETAMIIE TIEPEMEIINBAIN TP KOMHATHOW TEMIIepaTrype B
Teuerne 10 MUH. PeakimoHHYI0 cMeCh BBIIMBAIH B BOIY M 9KcTparuposanu cMech EtOAc (3x). O0beanHeHHBIC
OpraHNYECKHEe dKCTPAKThHI TIPOMBIBAIIN COJIEBBIM pacTBopoM, cymmiu (Na,SO,4), KOHIIEHTPUPOBAIN B BaKyyMe U
XpoMatorpaupoBaiy, B pe3yibrare mnoaydaiu 6-(5-amuHo-2,4-mudropdennn)-8-mMeTni-2-(METHITHO ) TUPUIO0
[2,3-dJmupumuans-7(8H)-0H (2,5 T, 58% BBIXOM).

'"H SIMP(300 MTI'u, IMCO-dg): & 8,91 (c, 1H), 7,98 (c, 1H), 7,13-7,06 (t, J=10,8 ', 1H), 6,85-6,80 (T,
J=7,8 T'u, 1H), 5,10 (¢, 2H), 3,62 (c, 3H), 2,59 (c, 3H);

MC (ESI) m/z: 335,0 [M+H]".

ITpumep Al7.

K pactBopy coenunenue u3 npumepa D3 (3 1, 13 Mmonb) coenunenus n3 npumepa Cl (2,4 r, 13 mmouns) B
mumernnareramuge (50 mun) gobasmmn KF/ALO; (40 Bec.%, 10 1, 69 mmons). [lomydeHHyI0 cMech IepeMenIu-
BaJIM NIPU KOMHATHOH TemiiepaType B TedeHue | 4. PeakimoHHyro cMech (pmiibTpoBany, (GuibTpaT KOHIEHTPHU-
poBaJIM B BakyyMme W BimMBanu B Boxy. Ocamok cobupanu ¢uimbTpoBanueM u npombiBanu Et,O, B pesynbrare
nosrydanu 6-(5-aMuHo0-2-x10p-4-pTopdenin)-8-mMeTun-2-metuncynbhanmi-8H-mupuno[2,3-d jnrupumuaua-7-oH
[2,9 T, 64% BBIXOT).

'H SIMP (400 MI', CDCLy): & 8,59 (c, 1H), 7,58 (c, 1H), 7,09 (n, J=10,4 I'n, 1H), 6,73 (1, J=9,2 T'n, 1H),
3,75 (c, 3H), 3,72 (ymup.c, 2H), 2,62 (c, 3H);

MC (ESI) m/z: 351,2 [M+H]".

ITpumep A18.

PactBop coenunenns uz npumepa C2 (2,0 r, 10,2 mmoms), mpumepa D3 (2,3 1, 10,2 mmons) u KF/ALLO;
(40 Bec.%, 4 T, 27 MMoib) B Oe3BOAHOM JuMeTHiIaneTamue (50 Mir) mepeMeInBaiu pu KOMHATHOW TemIiepa-
Type B TeueHue 10 MuH. PeaknmoHHyr0 cMech BBUTMBAIHM B BoAy H dkcTparupoBanu EtOAc (3x100 mur). O6be-
JVHEHHBIE OpraHnyeckue (a3pl NPOMBIBAIN COJICBBIM pacTBopoM, cymmin (Na,SO,), KOHIEHTPUPOBAJIM B Ba-
KyyMe€ M OYHINAIN ITyTeM XpoMmarorpauy Ha CHIMKareie, B Pe3yJbTaTe 4ero Hoydanu 6-(5-aMuHo-2-Xj1op-4-
¢dropdennn)-8-atun-2-(MerunTro)nupuno| 2,3-dmupumuaun-7(8H)-on (2,5 T, 67,6% BBIXOT).

'H SIMP (300 MI't, IMCO-dq): & 8,89 (c, 1H), 7,91 (c, 1H), 7,23 (n, J=11,1 T'w, 1H), 6,75 (1, J=9, 3 T,
1H), 5,40 (c, 2H), 4,35 (xB, J=6,6 I'y, 2H), 2,59 (¢, 3H), 1,22 (1, J=6,6 'y, 3H);

MC (ESI) m/z: 365,2 [M+H]".

ITpumep A19.

Coenunenne n3 mpumepa C4 (1 1, 4,2 mmcis) B aumerunaneramune (10 wmur), stun (3-amuHO-4-
¢ropdpernm)anerar (0,83 r, 4,2 mmons) u KF/ALL,O; (40 Bec.%, 2 1, 34 MmMoins) B quMermnaneramuzae (10 mi)
oOveauHsIIH, chemyst mpomenype mnpumepa Al7, B pesynaprare mnonydanw 6-(3-amuHO-4-propden)-8-
UKJIOTIEHTHII-2-(MeTunTHO )tupu o[ 2,3-d Jrmpumuaus-7(8H)-oH (1 1, 64% BBIXON).

'H SIMP (400 MI't, CDCly): & 8,63 (c, 1H), 7,60 (c, 1H), 7,13 (mg, J=8.4, 2,0 T'u, 1H), 7,03 (an, J=10,8,
8,4 T'u, 1H), 6,92 (M, 1H), 6,05 (m, 1H), 2,64 (c, 3H), 2,41-2,32 (M, 2H), 2,13-2,05 (M, 2H), 1,95-1,87 (M, 2H),
1,72-1,65 (M, 2H);

MC (ESI) m/z: 371,0 [M+H]".
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ITpumep A20.

B pactBop coemmuenus uz mpumepa Al10 (1,30 T, 3,93 mmons) B atanone (20 mur) nomeniamu Baney
Nickel® (50% cycnensus B Boze, 5,08 1, 43,3 MMoib). PeaknionHyio cMech HarpeBaii ¢ OOpaTHBIM XOJIOAMIIb-
HUKOM B TeueHue Houn. Cmechk ¢unbTpoBam uepes Celite n npomeBann EtOH. O0benunenHbIe QMIIBTpaThI
ynapuBanu. Ocratok oOpabdareBanmm EtOAc 1 GUIBTPOBAIN TBEPIOE BEIIECTBO, B PE3YIbTATe YETO MOIYJaIH 6-
(5-amuno0-4-¢Top-2-Metmndenmn)-§-mermnmupuao|2,3-d |mupumunua-7(8H)-ou (0, 65 T, 58% BBIXOX).

'H SIMP (400 MI'u, IMCO-dq): & 9,10 (c, 1H), 9,08 (c, 1H), 7,91 (c, 1H), 6,90 (n, J=12,8 'y, 1H), 6,61 (x,
J=9,2 Ty, 1H), 4,00 (yummp.c, 2H), 3,67 (c, 3H), 1,97 (c, 3H);

MC (ESI) m/z: 285,0 (M+H").

ITpumep A21.

Coenunenne u3 nmpumepa C4 (2 1, 8,4 mmoib) u coequaenne u3 npumepa D1 (1,78 1, 8,4 Mmmons) oObenn-
HsUH, cinenyst npouenype mpumepa Al9, B pesynprare nosydanu 6-(5-amuHO-4-drop-2-metmindennn)-8-
[UKJIOTICHTHII-2-(MeTHTHO )Tupu o[ 2,3 -d Jrmpumunus-7(8H)-oH (0,9 T, 27% BBIXON).

'H IMP (400 MI', CDCly): & 8,53 (¢, 1H), 7,39 (c, 1H), 6,82 (1, J=11,6 ', 1H), 6,59 (1, J=8,8 I'u, 1H),
5,98 (m, 1H), 2,57 (¢, 3H), 2,26 (M, 2H), 2,03-1,97 (M, SH), 1,85-1,83 (M, 2H), 1,62-1,60 (M, 2H);

MC (ESI) m/z: 385,0 [M+H]".

ITpumep A22.

Coenunenne n3 npumepa A25 (2,0 r, 6,3 mmons) B Mmeranone (50 mi) rupporeHupoBau (45 ¢yH-
TOB/KB.If0MM) B TeueHne HouM npu 50°C B mpucyterBun 10% Pd(OH), (karammzatop [Mupmnmana, 0,5 T, 0,35
MMOJIB). PeakumonHyio cMech prIbTpOBaH, KOHIGHTPUPOBAIH NPU MTOHWKEHHOM JIaBJICHUHU W OYMIIAIH ITyTeM
KOJIOHOYHOM XpomaTorpaduu Ha CWIHMKaresie, B pe3ynbrare noiydanu 3-(3-amuHo-4-propdenwn)-1-otumi-1,6-
HadTupunuH-2(1H)-on (0,81 1, 45% BBIXOT).

'H SIMP (400 MI't, IMCO-dg): & 8,91 (c, 1H), 8,54 (n, J=6,0 I', 1H), 8,06 (c, 1H), 7,51 (n, J=6,4 T,
1H), 7,14 (an, J=8.8, 2,0 I'u, 1H), 7,02 (an, J=11,6, 8,4 T'u, 1H), 6,81 (M, 1H), 5,18 (c, 2H), 4,27 (xB, 7,2 I'Ly,
2H), 1,21 (1, J=7,2 'y, 3H).

MC (ESI) m/z (M+H"): 284,2.

ITpumep A23.

B cransnyio 6oM0y nomemanu coenunenue npumepa A25 (2,5 r, 7,8 MMoib) u 4-metokcudensunamuH (20
Mi). bomOy 3akpeiBanm u cmech HarpeBainu 10 180°C B Teuenue 6 4. OXIakIeHHYIO PEAKIMOHHYIO CMECh BIIH-
Banu B pactBop AcOH (15 mi) B nensiHoit Bome (100 mum) u 3aTem axctparupoBau EtOAc (3x100 mi). O6benu-
HEHHBIC DKCTPAKTHI MMPOMBIBAIH COJIEBBIM pacTBopoM (3x50 mu), cymmnu (MgSO,) U KOHIIEHTPUPOBAIIN B Ba-
Kyyme. HeounmeHHsI MPOIYKT OYMIIAIH ITyTeM KOJIOHOYHOW Xpomarorpadiy Ha CHJIMKAareie, B Pe3ylbTaTe
noinyganu  7-(4-MetokcnbeH3mnaMuHo )-3-(3-amuno-4-¢propdennn)-1-stuin-1,6-nadptupunua-2(1H)-on (2,8 ,
85% BBIXOM).

'H SIMP (400 MTI'u, IMCO-de): & 8,39 (c, 1H), 7,76 (c, J=6,0 T'ni, 1H), 7,45 (ymmp.c, 1H), 7,28 (1, J=7.6
I'y, 2H), 7,07 (m, J=8,0 I'y, 1H), 6, 96 (m, 1H), 6, 86 (n, J=8,4 I'y, 2H), 6,74 (M, 1H), 6,27 (c, 1B), 5,08 (c, 2H),
4,46 (1, J=5,6 I'u, 2H), 4,08 (xB, J=7,2, 14,0 T'u, 2H), 3,69 (c, 3H), 1,12 (1, J=7,2 'y, 3H).

MC (ESI) m/z 419,3 (M+H").

K pactBopy T®A B CH,Cl, (10%, 50 ™) noGapmsmu 3-(3-amuno-4-¢ropdenun)-1-stmn-7-(4-
MeTokcubenzmnamuno)-1H-[ 1,6 Jnaptupuana-2-on (2,0 r, 4,78 mmonb). [lonydeHHYIO cMech MepeMEITHBaIN
npu 50°C B TeyeHHe HOYH. PeakIMoHHYyI0 cMech BIMBAJIM B HachIeHHBI BoHbIH pacTBop NaHCO; (100 M)
skcrparupoBan CH,Cl, (3x75 mi). O6benunennble opranndeckue ¢aspr cymmmmi (MgSO,) 1 KOHIEHTpUPOBa-
1 B BakyyMe. OCTaTOK OYHMINANU MyTeM KOJIOHOYHOH Xpomarorpauu Ha CHIMKAaresie, B pe3yJsibTaTe MoIydann
7-amuHO-3-(3-amuHO-4-pTopdhenun)-1-3tmr-1,6-madpTupunua-2(1H)-ox (0,45 r, 32% BBIXOT).

'H SIMP (300 MI', IMCO-dg): & 8,35 (¢, 1H), 7,76 (c, 1H), 7,09 (mm, J=9,0, 2,1 Ty, 1H), 6,97 (ax,
J=11,4, 8,4 T'u, 1H), 6,75 (M, 1H), 6,44 (c, 2H), 6,31 (c, 1H), 5,09 (c, 2H), 4,08 (xB, J=7,2 I'ry, 2H), 1,20 (T, J=7,2
I'm, 3H).

MC (ES] ) m/z (M+H"): 299,3.

[Ipumep A24.

Crenys AByXCTaauiHOM mponeaype u3 npumepa A23, coenunenue u3 npumepa A25 (0,85 r, 2,7 Mmorb) u
4-merokcubenzmwmvermnamue (10 mi) oObeauHsin ¢ monydeHueM  3-(3-amuHO-4-propdennn)-1-3Tmi-7-
(metmnamuno)-1,6-HadTpuaus-2(1H)-ona (0,45 1, 32% BBIXOX, 2 CTagNN).

'H SIMP (300 MTI'u, IMCO-dg): & 8,40 (c, 1H), 7,77 (c, 1H), 7,11 (1, J=9,0 T, 1H), 6,95 (m, 2H), 6,76 (M,
1H), 6,19 (c, 1H), 5,09 (c, 2H), 4,14 (M, 2H), 2,85 (ymmp.c, 3H), 1,20 (1, J=6,0, 3H);

MC (ESI) m/z (M+H"): 313,3.

ITpumep A25.

PactBop coemunenus u3 npumepa C5 (6,0 T, 0,033 moms), atin 2-(3-amuno-4-propdenun)anerara (6,4 T,
0,033 moup) u K,CO; (9,17 1, 0,066 mois) B IM® (100 mun) HarpeBanu o 80°C B TeueHHEe HOUH. PeakIimoOHHYIO
cMech BIMBaiM B Boay H skcTparupoBanu EtOAc (3x200 mur). O0bennHEHHBIE SKCTPAKTHI MPOMBIBAIN HACHI-
MICHHBIM COJIEBBIM pacTBopoM (3x100 mi), cymmm (MgSO,), KOHIIEHTPUPOBAIK B BaKyyMe W OYHINAIHA ITyTEM
xpoMmartorpaduu, B pe3yiabrate noayqain 3-(3-amuno-4-¢propdennn)-7-xmop-1-atun-1,6-nadptupuaus-2(1H)-on
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(7,0 T, 67,9% BBIXOT).

'H SIMP (400 MI'n, IMCO-de): & 8,75 (c. 1H), 8,07 (¢, 1H), 7,67 (c, 1H), 7,13 (ax, J=8, 8, 2,0 I'n, 1H),
7,02 (nn, J=11,6, 8,4 I'y, 1H), 6,80 (m, 1H), 5,20 (c, 2H), 4,25 (xB, J=6,8 I'y, 2H), 1,19 (T, J=6,8 'y, 3H);

MC (ESI) m/z: 318,2 [M+H]".

[Ipumep A26.

Coenunenne u3 npumepa All (1,36 r, 4,28 mmons, 1,00 7kB.), 4-meTokcu-N-metunoensmnamut (0,971 T,
6,42 mmonb, 1,50 sxB.) u DBU (1,8-nmnazoounmkiio|5,4,0]yanex-7-eH, 0,960 mi, 6,42 mmons, 1,50 5kB.) 00be-
quHsu B NMP (N-metunmupponumaos, 20 mit) ¥ nepeMernuBainy npu Harpesanuu mpu 180°C B atmocdepe ap-
roHa B TeueHue HouH. [locie 3aBepiIeHNs peakuy peakIHOHHYI0 CMECh OXJIaXIaldh 10 KOMHATHOHN TeMmImepa-
Typhl 1 BeuHBaM Ha H,O (200 mur). Cpasy oTHensuIich TBEPIbIE BEIIECTBA, KOTOPhIE COOUpad GUILTPOBAHH-
eM 1 TmarensHo npoMeiBani HyO. Cyxoe BemecTBo Cymuin Ha GMIIBTPE IO BIaKHOT'O COCTOSIHUS U 3aTEM pac-
tBOpst B EtOAc. PactBop cymmmu (MgSO,), ¢unbtpoBanu u ymapuBany, B pe3ynbrare noxydand 7-((4-
METOKCHOEH3MIT)(MEeTHIT)aMUHO)-3-(5-amuH0-4-dTop-2-MeTrindenmn)- 1 -metuin-1,6-naprupuans-2(1H)-on (1,86
r, 100% BBIXO[) B JOpPME JIOMKOH KOPUYHEBOH IEHBI, KOTOPYIO HCIIOIb30BAH B CIIETYIONICH peaKkin.

'H SIMP (400 MI', JIMCO-dq): & 8,45 (c, 1H), 7,63 (c,, 1H), 7,16 (z, J=8,8 ', 2H), 6,85 (1, J=8,8 'y,
2H), 6,86-6,82 (m, 1H), 6,57 (1, J=9,6 I'n, 1H), 6,29 (c, 1H), 4,88 (ymmp.c, 2H), 4,85 (c, 2H), 3,69 (c, 3H), 3,52
(c, 3H), 3,07 (c, 3H), 1,94 (c, 3H);

MC (ESC) m/z: 433,3 (M+H").

7-((4-MeTtokcuben3nn )(MeTiu1)aMuHO )-3-(5-amuHo-4-prop-2-meTundenwmn)- 1 -metmi-1,6-Hap TUpUANH-
2(1H)-on (1,86 1, 4,3 Mmmois, 1,0 3xB.) 1 CF3CO,H (9,5 mn, 13,8 T, 121 Mmoib, 28 9KB.) 00BEIUHSAIN U TIEpe-
MEIIMBAIM MIPH KOMHATHOW TeMIepaType B TedeHne HouH. [locie 3aBepIIeHns] peakunu PeakIHOHHYI0 CMECh
MemieHHo obpabdareBai 2M Na,CO; 10 Tex mop, moka cCMech He CTAaHOBWJIACH JIUIIIB CJIa0o mmienoyHo. [Tomy-
YEHHYIO CYCIICH3HIO IIepEeMEIINBaIN IIpH KOMHATHON TemIieparype B Tedenre 1 4. TBep/sie BemecTBa codupain
¢unbTpOBaHKEM, TIIATEIbHO NMpoMbiBaIM H,O, yacTHYHO CyIIMIIM Ha BO3IyXe, a 3aTeM B Bakyyme npu 65°C.
HeounmenHsIil TpoXyKT oYNIIaN yTeM KotoHO9HO# xpomaTorpadun (100% EtOAc mo 25% TI'D/EtOAc), B
pesynbrate noiydann 3-(5-amuHO-4-(hTop-2-MeTmindenwn)- 1 -meTun-7-(MeTrnamuno)- 1,6-madprupuana-2(1H)-
oH (0,86 r, 64% BEIX0[) B (hopMe TPSI3HO-0EIIOT0 TBEPIOTO BEIICCTRA.

'H SIMP (400 MT't;, IMCO-de): & 8,35 (¢, 1H), 7,58 (c, 1H), 6,99 (xB, J=4,8 T'i, 1H), 6,56 (1, J=12,0 T,
1H), 6,56 (x, J=9,2 I'n, 1H), 6,15 (c, 1H), 4,87 (ymmp.c, 2H), 3,48 (c, 3H), 2,84 (x, J=5,2 ', 3H), 1,94 (c, 3H);

MC (ESI) m/z: 313,2 (M+H").

ITpumep A27.

PactBop coenmnenus u3 npumepa All (2,2 T, 6,9 Mmonb) B 4-meTokcnOensmiamune (30 Mir) HarpeBaiu ¢
obpaTtHbIM X0NoamIEHUKOM Tipu 140°C B Teuenue 2 4. [locne oxmakaeHUs 0 KOMHATHOHN TEMIIEpaTyphl peak-
IUOHHYIO0 cMech BiauBaiu B 20% BOIHBIN pacTBOP YKCYCHOM KHCIOTHI M IepeMelnBanu B TeueHue 30 MUH.
Cmech  (QumbTpoBanmm, B  pe3ynbTaTe  Hoaydanu  7-(4-MEeTOKCHOCH3WIaMHHO)-3-(5-aMuHO-4-hTOp-2-
MeTtwidernn)-1-merni-1,6-madtupuans-2 (1H)-ou (2,3 1, 79% BBIXOX).

'H AMP (300 MI't, IMCO-dy): & 8,81 (c, 1H), 7,99 (c, 1H), 7,81-7,78 (n, J= 9 ', 2H), 7,35-7,32 (n, J=9
I'm, 2H), 7,26 (m, J=12 I'n, 1H), 7,14 (7, J=9 I'y, 1H), 6,79 (c, 1H), 5,05-5,02 (z, J=9 'y, 2H), 4,86 (m, 1H) , 4,20
(c, 3H), 3,85 (c, 3H), 2,52 (c, 3H);

MC (ESI) m/z: 419,1 [M+H]".

TpudTopykcycHyro KAcioTy (2 v, 26,9 MMOJTb) 100ABIISUTA K pacTBOpY 7-(4-MeToOKCHOSH3UIaMHIHO)-3-(5-
amuHO-4-prop-2-metundenmn)- 1 -metmi-1,6-aapTupuaua-2(1H)-ona (0,8 r, 1,9 mmonp) B JIXM (10 mi) u Ha-
TPEeBATM PEAKITMOHHYIO CMECh ¢ 00paTHBIM XoJoawibHuKOM mpu S0°C B Tedenne 2 4. [lociie oxmakaeHus 10
KOMHATHOW TEMIIepaTyphl PeakMOHHYIO CMECh IIPOMBIBAIIM BOJOW M 00BEIMHEHHBIE BOAHBIC (a3bl HEWTpan-
30BaJIM HACHILEHHBIM BogHBIM pactBopoM NaHCO; mo pH 7-8. 3arem Bomuble dasbl skcTparupoanu EtOAc
(3x50 ™), akctpakTsl cynmn (Na,SO,) 1 KOHIIEHTPUPOBAJIH, B Pe3yJIbTaTe MOJIydaan 7-aMuHO-3-(5-aMuHO-4-
¢rop-2-merundenun)-1-merun-1,6-sadtupuaun-2(1H)-on (0,3 T, 53% BeIXOx).

'H SIMP (300 MI'n, IMCO-de): & 8,29 (c, 1H), 7,57 (¢, 1H), 6,83 (x, J=12,4 T, 1H), 6,56 (11, J=9,6 T'm,
1H), 6,48 (c, 2H), 6,24 (c, 1H), 4,87 (c, 2H), 3,45 (c, 3H), 1,94 (c, 3H);

MC (ESI) m/z: 299,0 [M+H]".

ITpumep A28.

Coenunenne u3 mpumepa D3 (3 1, 12,9 mMmons), coemunenue u3 npumepa C3 (2,2 r, 12,9 mMoins) u
KF/Al,Os5 (40%, 6 T, 41 MMoip) oObenuHsIIN B quMeTmnaneTamuze (40 Mir) ¥ OJXy4eHHYI0 CMECh TIepeMEIH-
BaJIM TIpM KOMHATHOHM TeMIepaType B TedeHHe MpUMepHO | 4. PeaknuoHHYI0 cMech QUIBTPOBATH U (GUIBTPAT
KOHIIEHTpUpOoBamu B Bakyyme. Octatok mpombiBayin Et,O, B pesynpraTe monydanu 3-(5-aMHHO-2-XIT0p-4-
¢dropdpernn)-7-xmop-1-metun-1,6-aapTupunun-2 (1H)-on (2,6 T, 59,6% BbIXON).

'H SIMP (300 MI'u, IMCO-dy): & 8,74 (c, 1H), 8,00 (c, 1H), 7,63 (c, 1H), 7,23 (n, J=11,2 ', 1H), 6,75 (z,
J=9,2 T'u, 1H), 5,40 (c, 2H), 3,60 (c, 3H);

MC (ESI) m/z: 338,1 [M+H]".

Cwmech 3-(5-amuH0-2-x510p-4-propdenun)-7-xaop-1-metun-1,6-nadprupuann-2(1H)-ona (2,5 r, 7,4 MMoIIb)
n 4-metokcu-N-metunoen3miamuna (4 mur) HarpeBanu 10 180°C B atmocdepe N, B TeueHHE MPUOIN3UTEIHHO 3
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4. [Tocne oxnaaeHus: peakMoHHYyI0 cMech pazoasisui Et,O. Ocanok ¢uiabTpoBaiiv, IIPOMBIBAIIN BOJOH U Cy-
MM ¢ noiydeHueM 7-((4-MetokcnbeH3wn)(MeTniT)aMruHO)-3-(5-amuHo0-2-x710p-4-propdennn)-1-metnin-1,6-
HapTupunuH-2(1H)-ona ( 3 r, 89% BBIXOX).

'H SIMP (400 MTI'u, IMCO-dq): & 8,47 (c, 1H), 7,77 (c, 1H), 7,22 (m, 2H), 7,17 (1, J=8,0 T'u, 2H) , 6,86 (x,
J=8,4 ', 2H), 5,86 (1, J=9,6 I'y, 1H), 6,30 (c, 1H), 5,32 (c, 2H), 4,87 (c, 1H), 3,72 (c, 3H), 3,52 (c, 3H), 3,09 (c,
3H);

MC (ESI) m/z: 453,2 [M+H]".

PactBop  7-((4-mMeTokcHOECH3WIT)(METHIT)aMIHO )-3-(5-aMuHO-2-x510p-4-propdernn)- 1 -metun-1,6-HadhTh-
pumua-2(1H)-oHa (3 1, 6,6 MMois) B CH,Cl, (50 mur) obpadareBamm TDA (20 mi1) U cMech HarpeBaiau ¢ odpat-
HBIM XOJIOAWIBHUKOM B TedeHHe Houu. CMech KOHIEHTPUPOBAIU IIPH MOHIKCHHOM JaBJIEHHH, OCTATOK PacTBO-
psun B 10% BogaoM pactBope HCI (50 mu), BomHyto ¢a3y npomsiBaan EtOAc. Boanyro ¢asy HelTpannzosanu
BonHBIM pactBopoM NaHCO; no pH 8 u 3atem skctparupoBamu EtOAc (3x50 mir). O0beanHEHHBIE OpraHuYe-
cKkue (as3bl MPOMBIBAIN COJIEBBIM pacTBOpoM, cymmin (Na,SO4) 1 KOHIEHTPHPOBAIN B BaKyyMe, B PE3yJIbTaTe
noxyyanu 3-(5-amuHO-2-x110p-4-gropdenun)-1-merun-7-(metmnamuno)-1,6-nadrupuann-2(1H)-on (1,6 r, 72%
BBIXO[I).

'H SIMP (300 MTI'ti, IMCO-dg): & 8,36 (c, 1H), 7,66 (c, 1H), 7,17 (n, J=10,8 T, 1H), 7,05 (m, 1H), 6,71
(m, J=9,6 T'u, 1H), 6,15 (¢, 1H), 5,30 (c, 2H), 3,47 (c, 3H), 3,42 (c, 1H), 2,84 (1, J=4,4 ', 3H);

MC (ESI) m/z: 333,1 [M+H]".

IIpumep A29.

Coeannenne u3 npumepa C3 (2 r, 9,3 mmons), coeauaenune u3 npumepa D2 (1,6 r, 9,3 mmons) u KF/ALO;
(40%, 5 1, 34,4 MMOITb) OOBEIUHSIIA B JUMETHIIAIIETAMUIC U TIepeMeInuBaiy B TedeHne 10 muH. Peakimonnyro
CMECh BBIIMBAIN B BOAY M 3KCTParupoBaiy 3TuiaaneTaroM. OObeqUHEHHBIE OpraHMdYecKkue (ha3pl MPOMBIBAIH
COJIEBBIM pacTBopoM, cymian (Na,SO4) ¥ KOHIICHTPUPOBAIH B BakyyMe. OCTaTOK OYMINAIM ITyTEM XPOMaTo-
rpadumn, B pe3ynbrare norydanu 3-(5-amuno-2,4-mudropdenrn)-7-xmop-1-metmi-1,6-aadtapuana-2(1H)-on (2
r, 68% BBIXO).

'H SIMP (300 M, IMCO-dg): & 8,41 (c, 1H), 7,73 (c, 1H), 7,06-7,03 (m, 1H), 6,81-6,75 (m, 1H), 6,15 (c,
1H), 4,98 (c, 2H), 3,48 (c, 3H);

MC (ESI) m/z: 322,7 [M+H]".

3-(5-Amuno-2,4-mudropdennn)-7-xmnop-1-mermi-1,6-madptupuaun-2(1H)-on (2,4 1, 7,5 mmoms) u 4-
MeTokcH-N-MeTunoeH3unamMut (10 Mi1) 00beIUHSITH B 3aKyIIOPSHHOM cocye 1 HarpeBanu 10 200°C B TeueHue
HouH. JleTyume BemiecTBa yAasiiiM B BaKyyMe, OCTaTOK OYMIIAIH ITyTeM KOJOHOYHOH Xpomarorpaduu, B pe-
3y/nbTaTe HOTy9aIn 7-((4-meTokcnOeH3 T )(METHIT)aMUHO) -3 -(5-amuHO-2,4-tud roppennn)- 1 -metnin-1,6-
Hadrupunua-2(1H)-on (3 r, 91% BBIX0[), KOTOPHIH UCTIOIB30BAIN HA CIICAYIOLICH CcTaanu 03 TOTOITHUTEIHLHOM
OUHCTKH.

K pactBopy 7-((4-meTtoxcubeH3min)(MeTmII)aMuHO)-3-(5-amuH0-2,4-mudropdermn)- 1 -metun-1,6-HadhTr-
pumua-2(1H)-oHa (3 T, 6,8 MMoms) B JIXM (100 M) mob6asnsuim CF;COOH (20 M), moJTy4eHHYIO B pe3ybTaTe
cMmech nepeMemuBaiy npu 25°C B Tedenune 6 4. J{oOaBisum BOLy M 9KCTparupoBain cMech Bojoi. O0beAnHeH-
Hble BogHbIe (a3bl HerrpanmnzoBamu NH;-H,O no pH 7. Ocanok cobupanu GpuiabTpoBaHMEM M CYIIWIU C IIOJY-
yeaneM 3-(5-amuHo-2,4-mudropdenun)-1-metun-7-(Metmnamuto)-1,6-madptupuansa-2(1H)-ona (661 mr, 30%
BBIXOJ).

'H SIMP (300 MI't, IMCO-de): & 8,39 (c, 1H), 7,78 (c, 1H), 7,08-6,93 (m, 2H), 6,80 (1, J=10,2, 8,1 T,
1H), 6,16 (c, 1H), 5,00 (c, 2H), 3,50 (c, 3H), 2,84 (x, J=4,8 I';, 3H);

MC (ESI) m/z: 317,0 [M+H]".

ITpumep A30.

Crioco0oM, aHaJIOTHYHBIM ONMCAaHHOMY Uil mpuMmepa A26, coequnenne u3 mnpumepa A34 (1,61 r, 4,85
MMOJIB) IIpeBpamanmy B 3-(5-aMuHo-4-¢prop-2-merundennn)- 1 -31mi-7-(MeTniamuno)- 1,6-nadptupuans-2(1H)-on
(1,16 T, 73% BBIXO AT IBYX CTaIuil).

'H IMP (400 MI'n, IMCO-dg): & 8,36 (c, 1H), 7,58 (c, 1H), 6,94-6,92 (yurup.m, 1H), 6,83 (1, J=12,0 T,
1H), 6,57 (1, J=9,6 T'n, 1H), 4,87 (ymmp.c, 2H), 4,12 (xB, J=6,8 I'y, 2H), 2,84 (1, J=4,8 I'u, 3H), 1,94 (c, 3H),
1,185 (t, J=7,2 Ty, 3H);

MC (ESI) m/z: 327,2 (M+H).

ITpumep A31.

Coenunenne u3 npumepa A34 (2,5 T, 7,5 mmonb) u 4-metokcubOen3zunamud (30 M) o0beIUHSAIH, CIeIys
mponeaype, 2 craguu npuMepa A27, B pe3ynbTaTe Moxydasd 7-aMuHO-3-(5-aMmuHO-4-hTop-2-MeTrindeHmn)-1-
stin-1,6-Hadrupunua-2(1H)-on (0,9 T, 46% BeIXOH, 2 cTagnm).

'H-sIMP (300 MI'n, IMCO-de): & 8,30 (c, 1H), 7,56 (c, 1H), 6,83 (m, J=12,3 T, 1H), 6,57 (1, J=9,6 Ty,
1H), 6,40 (c, 2H), 6,32 (c, 1H), 4,85 (c, 2H), 4,07 (xB, J=6,9 I'n, 2H), 1,94 (¢, 3H), 1,19 (T, J=6,9 I';, 3H);

MC (ESI) m/z: 313,3 [M+H]".

ITpumep A32.

Coenunenne u3 npumepa C5 (3,5 r, 19 mmois), coequaenue u3 mpumepa D3 (4,4 1, 19 mmois) u KF/ALLO;
(40 Bec.%, 10 r, 69 MMomnb) o0BenMHSIM, clenys npoueaype mpumepa Al7, B pesynbrare mosydanu 3-(5-
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amMHHO-2-x510p-4-hropdenmn)-7-xmnop-1-atuin-1,6-nadprupuann-2(1H)-on (4 r, 60% BeIxOx).

'H SIMP (400 MT';, IMCO-dy): & 8,75 (c, 1H), 8,01 (c, 1H), 7,72 (c, 1H), 7,24 (x, J=10,8 ', 1H), 6,76 (x,
J=9,2 T'u, 1H), 5,40 (c, 2H), 4,25-4,24 (m, 2H), 1,18 (T, J=6,8 I'rt, 3H);

MC (ESI) m/z: 352,1 [M+H]".

ITpumep A33.

Cnenys niporienype npumepa A28, ctaguu 2 u 3, coeauaenne u3 npumepa A32 (3 r, 8,5 MMoib) npeBpa-
mamu B 3-(5-amuHO-2-x70p-4-hTOopdenmn)-1-3tui-7-(metnaamuno)-1,6-madptupuana-2(1H)-on (1 1, 32% BHI-
XOJI TIOCTIE IBYX CTajuil).

'H SIMP (400 MI't, IMCO-dg): & 8,46 (c, 1H), 7,75 (c, 1H), 7,1 (n, J=11,2 'y, 1H), 6,73 (m, J=9,6 Iy,
1H), 6,43 (c, 1H), 4,95 (ymmup.c, 1H), 4,14 (m, 2H), 2,92 (c, 3H), 1,14 (1, J=6, 8 I'rt, 3H);

MC (ESI) m/z: 347,2 [M+H]".

ITpumep A34.

Coeaunenne u3 npumepa D1 (1,32 1, 6,25 mmons, 1,00 5kB.), coeaunenne u3 npumepa C5 (1,15 r, 6,25
mmodb, 1,00 3kB.) u KF/AlL,O; (40,00 Bec.%, 9,08 T, 625 Mmmonb, 10,00 5kB.) 00BEIUHSIN B AUMETIIIAIICTAMUJIC
(35 M) u oOpabaTbiBany yabTpa3BykoM B TeueHue 2 4. Ilocie 3aBepuieHnst peaknnu peakIMOHHYIO CMECh
dunmpTpoBanmu yepes Celite ¢ nmpombiBkoit EtOAc (3x35 mur). O6benuaenHbie GumbTpathl npombiBain H,O (3x
50-75 mi). O6benuHeHHBIE BOoHBIC (has3bl aKcTparupoBain EtOAc (1x).

OO0bennHEHHBIC OpTaHnYecKre Ga3bl MPOMBIBAIN COJIEBBIM pacTBOpOM (2x), cymmm (MgSO,), usTpo-
BaIM W yHapuBaid. HeEOUYWINEHHBI MPOAYKT OYMINATK IyTeM KOJOHOYHOW Xxpomatorpaduu (5%
EtOAc/rexcansr 1o 100% EtOAc), B pe3ynbrare nosydanu 3-(5-aMuHo-4-¢rop-2-metundennn)-7-xmaop-1-otu-
1,6-nadyrupunun-2(1H)-on (1,61 r, 78% BeIX0x) B hopMe XPYIKOH IIICHKH.

MC (ESI) m/z: 332,0 (M+H), 334,0 (M+2+H).

IIpumep A3S.

PactBop st 4,6-nuxnopaukorrHata (16 r, 73 MMoub), annnuHa (8,2 T, 88 MMOJb) U KOHIICHTPUPOBAH-
uerii HCI (0,5 mim) B EtOH (100 M) HarpeBanau ¢ oOpaTHBIM XOJOAWIHLHIUKOM B TeueHHUEe HO4YH. PacTBopuTEnh
YAAJSUTH TIPH TOHM)KEHHOM JaBjieHnu. Jlo0aBisum BOLy, pacTBOp mofmeradnBainu 10 pH 8 u sxcTparupoBam
EtOAc. O0beTMHEHHBIE YKCTPAKTHI MPOMBIBATIM COJIEBBIM pacTBopoM, cymmin (MgSO,) 1 KOHIIEHTPUPOBAIH B
BakyyMme. OCTaTOK OUYHMIIANM MyTeM XpoMarorpaduu, B pe3yibTaTe MOIydasld dTHI 6-xyop-4-(peHunaMuHo)
aukotuHat (10 r, 50% BBIXO).

'H SIMP (40 MI'i, IMCO-de): & 9,73 (c, 1H), 8,67 (c, 1H), 7,50-7,46 (m, 2H), 7,36-7,31 (m, 3H), 6,78 (c,
1H), 4,37 (xB, J=7,2 T'u, 2H), 1,35 (T, J=7,2 'y, 3H).

PactBOp a1THN 6-X110p-4-(PeHmnamuno)HuKoTHHATA (19 T, 89 MMoOIB) B 6e3BogHOM TT'D (40 Mut) noGaBms-
71 10 KarutsM k cycriensun LiAlHy (8,5 T, 223 mmons) B 6e3BogaoM TT'® (80 Mur) mpu 0°C. Tlocne 3aBeprieHus
J00aBJIEHUs PEaKIMOHHYI0 CMECh NepeMeIInBall IPU KOMHATHOW TeMneparype B TeueHue 3 4. CMech racuiiu
nyteM nobasienust 10% BogHoro NaOH (8,5 mir) u Boas! (8,5 mur). TBepabie BemecTBa ynansuid GUILTPOBaHHU-
€M, OpraHmieckyro (aszy KOHIEHTPHpPOBAJIM B BakyymMe, B pe3ylpTare mnoiydainu (6-xiop-4-
(pernmamuno ) nupuanH-3-mwn)meranon (12 r, 80% Bexox).

'H SIMP (400 MI'ty, IMCO-do): & 8,09 (c, 1H), 8,08 (c, 1H), 7,39-7,10 (M, 5H), 6,73 (c, 1H), 5,37 (c, 1H),
4,52 (c, 2H).

MnO, (39 1, 448 MMoJb) MOOABISUIH K pacTBOpy (6-xmop-4-heHnnaMrHONTUpUInH-3-mi)Mmetanona (13 r,
56 mmonb) B CH,Cl, (100 M1) 1 IepeMemnBaii cMech IPH KOMHATHON TeMIIepaType B TeUeHHe HOYH. TBepibie
BEIIECTBA YJISIN (GUIBTpOBaHWEM, (UIBTPAT KOHIECHTPUPOBAIU, B pe3yibTaTe IMOJIydanu O6-Xijop-4-
(pernnamuno) aukoTuHAIbAETHL (11 T, 86% BHIXOX).

'H-SIMP (400 MTI'n, JIMCO-de): & 10,18 (c, 1H), 9,99 (c, 1H), 8,62 (c, 1H), 7,49-7,31 (m, 5H), 6,80 (c,
1H).

CmMmechb 6-x510p-4-((heHnnamuno)HuKoTHHaIbAeTHAa (3 T, 13 MMomb), ot 2-(3-amuH0-4-pTopdeHnn)are-
tata (2,6 T, 13 mmons) u KF/ALLO; (40 Bec.%, 10 r, 69 mmonp) B quMertmnaneramuzae (30 M) mepeMernBaiu
IpY KOMHATHOW TeMIiepaType B TeueHue 2 4. TBepable BelecTBa YA QUIbTPOBAHHEM, (DUIBTPAT KOHIICH-
TpupoBaiu B BakyyMme. Ilocne pekpucraumzannu (EtOAc) monmywamm 3-(3-ammHO-4-dropdennn)-7-xmop-1-
¢ennn-1,6-madpTupunus-2(1H)-oH (2,6 T, 55% BBIXON).

'H SIMP (400 MI'u, IMCO-dq): & 8,81 (c, 1H), 8,20 (c, 1H), 7,62-7,56 (M, 3H), 7,40 (n, J=7,2 I'n, 2H),
7,13 (m, J=7,6 I'n, 1H), 7,02 (1, J=10,0 I'm, 1H), 6,82 (m, 1H), 6,26 (c, 1H), 5,19 (c, 2H);

MC (ESI) m/z: 366,2 [M+H]".

[Tpumep A36.

Cycniensuto coequHenus u3 npumepa A35 (2,5 r, 7 MMoItb) B 4-MeTOKCHOSH3MIMETHIIaMUHE (5 MJT) Harpe-
By ripu 160°C B TeueHue 3 4. PeakMOHHYIO CMeCh OXJIaXKIaJIu 10 KOMHATHOW TEeMIIepaTyphl U pa30aBiIsiiu
a¢pupom. IlomyueHHBIH OenbIi OcCaZok coOupann QWIBTPOBAHWEM U CYIIMIUW ¢ ToiaydeHuem 7-((4-
METOKCHOEH3MT)(MeTiIT)aMiHO)-3-(3-amuH0-4-propdenmn)- 1 -penmn-1,6-saptupunun-2(1H)-ona (3 1, 77%),
KOTOPBIA UCITOJIL30BAIN HA CIEAYIOICH cTaguu 0e3 JOMOTHATEIFHON OUYNCTKH.

Cycniensuto 7-((4-meTokcnbeHsmn) (MeTHi1)aMiHo)-3-(3-aMuHo-4-propdenmn)-1-pennn-1,6-nadTrupuauH-
2(1H)-ona (3,0 T, 6 Mmoms) B cmecu CF;CO,H u CH,Cl, (3:7, 30 M) HarpeBanu ¢ 0OpaTHBIM XOJIOJMIIEHUKOM B
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TEUCHHWE HOYM. 3aTe€M PACTBOPHUTENb YAAISUIM NPH MOHMKCHHOM JABJIEHHH, OCTATOK NMEPEKPUCTAIIM30BBIBAIIN
(EtOAc-nerponeiinblii adup), B pesynbrate mosydanu 3-(3-amuHO-4-(ropdenun)-7-(MeTHaaMuHo)- 1 -penu-
1,6-radTHpunna-2(1H)-0H (1 T, 45% BHIXON).

'H SIMP (400 MI't, IMCO-dg): & 8,43 (c, 1H), 7,88 (c, 1H), 7,60-7,50 (M, 3H), 7,31-7,29 (M, 2H), 7,10-
6,75 (M, 4H), 5,26 (c, 1H), 5,08 (c, 2H), 2,63 (ymmup.c, 3H);

MC (ESI) m/z: 361,3 [M+H]".

IIpumep A37.

Cwmecs coeguuenust n3 npumepa A60 (1,1 T, 3,7 mmois) u 28% ammonus ruapoxiopug (6,0 mi) B 3aKymo-
peHHOM cocyae HarpeBanu npu 160°C B Teuenue 2 u. [locne oxnaxkaeHus 10 KOMHATHOH TEMIIEPATYPhl PEaKIH-
OHHYIO CMECh (IIIBTPOBAJIM, TBEPAOE BEUIECTBO MPOMEIBaNM XononHeIM EtOAc, B pesymbraTe mosrydamu 2-
aMHUHO-6-(3-amuHO G eH )-8-MeTrupu o[ 2,3 -d jmupumuma-7(8H)-on (440 Mmr, 45% BBIXOX).

'H SIMP (300 MI'u, IMCO-dg): 8,61 (c, 1H), 7,77 (c, 1H), 7,24 (yump.c, 2H), 7,02 (, J=8,0 T'u, 1H), 6,84
(c, 1H), 6,73 (n, J=7,8 I'y, 1H), 6,51 (1, J=8,0 I'y, 1H), 5,05 (ymmp.c, 2H), 3,54 (c, 3H).

MC (ESI) m/z: 268,1 (M+H").

ITpumep A38.

Crenys mpouexnype, aHaioruuHoil npumepy A28, coeamHenue u3 npumepa ASS mpespamanu B 3-(3-
amuHO-4-propdenun)-1-metmi-7-(meTunamuno)-1,6-nadgrupuana-2(1H)-on (1,6 T, 59% BeIxox).

'H SIMP (300 MI'ti, IMCO-dq): & 8,39 (c, 1H), 7,78 (c, 1H), 7,07 (n, J=8,7 T'u, 1H), 7,05-6,93 (m, 2H),
6,75 (M, 1H), 6,13 (c, 1H), 5,10 (c, 2H), 3,50 (c, 3H), 2,84 (m, J=4,8 ', 3H);

MC (ESI) m/z: 299,2 (M+H").

IIpumep A39.

Crnienys mpoueaype, anajJoruaaoit npumepy Al, coequnenue u3 npumepa A10 (1,500 r, 4,54 mmomns, 1,0
9KB.), 3-xsopnepben3oiinyto kucioty (70 Bec.%, 269 wmr, 1,090 mmons, 1,20 skxB.) u 2.0M MeNH, B TT'®
(11,400 M, 22,80 MMoib, 5,00 9KB.) CMEUTUBAIH C TIOJYYEHUEM CBIPBIM 6-(5-aMuHO-4-)TOp-2-MeTHIPEHIIT)-8-
MeTmi-2-(Metunamuno ) niupuao[ 2,3-d Jmupumuann-7(8H)-ona (1,56 r, 105% BeIxoxa) B hopMme opaHKeBOil MIeH-
K1, KOTOPYIO UCIIOJIb30BaIIN KaK €CTh.

MC (ESI) m/z: 314,3 (M+H).

ITpumep A40.

B mumermnmaneramun (30 mur) nomemanu 4-amuHoHukoTHHANBAeruA (1,50 r, 12,3 mmomb) u atmn 2-(3-
amuHO-4-propdenmn)anerat (2,42 T, 12,3 mmous). K nomydennoit cmecu nodasmsiin 40% KF/rnmunozewm (8,92 T,
61,4 MMOITB) U TIEpEMEIIMBAIIA CMECh TIPH KOMHATHOM TeMriepaType B Teuenue 48 4. CMmech GpumbTpoBaim yepes
cioit Celite, mpombIBanu cinoit stmnaneratoM (2x30 mi). @unbrpar paszdasisiun Bogod (100 mir) u ocTaBIsIIH
IByx(a3zHylo cMech ISl OcaxJIeHHs. TBepioe BemecTBO coonupanu GpuiIbTpoBaHUEM, TPOMBIBAIIM BOJOH (2x25
MJI), CyLIHMJIM B JIMHUH BBICOKOTO BakyyMa npH 65°C B TedeHHe 3 4 1 MOIYACHHOE BEIIECTBO MICHTUPHUIIUPOBa-
mm kak 3-(3-amuHO0-4-propdenmn)-1,6-madptupnaun-2(1H)-ou (1,55 1, 49% BhIX0x). VicnOnp30BaMH Kak €CTh.

MC (ESI) m/z: 256,0 (M+H").

[Ipumep A41.

Coenunenne u3 npumepa C2 (5,0 T, 2 5 Mmoutp), coequaerue u3 nmpumepa D1 (5,8 1, 27 mmons) u Cs,CO5
(22,7 r, 70 mmonb) oobeuHs B JJM® (150 M) u nmepemerimBanu npu 60°C B Teuenue Houu. [lomyueHHyIO
CMeCh KOHIIEHTPHPOBAIX NPU MOHIKEHHOM JaBJICHHH, OCTATOK IMPOMBIBATIN STHJIOBBIM 3(PHpOM, B pe3yibTaTe
nonrydanu 6-(5-amuHo-4-prop-2-metundenn)-8-3Tun-2-(Metuntuo ) nupuno|2,3-djmupumunnn-7(8H)-on (3,59
T, 42% BBIXOT).

'H SIMP (400 MI't, IMCO-de): & 8,88 (c, 1H), 7,82 (¢, 1H), 6,89 (x, J=12,4 T, 1H), 6,61 (1, J=9,6 T'm,
1H), 4,96 (c, 2H), 4,38 (xB, J=6,8 I'y, 2H), 2,61 (c, 3H), 1,96 (c, 3H), 1,24 (t, J=6,8 T'u, 3H);

MC (ESI) m/z: 345,2 [M+H]".

IIpumep A42.

Coenunenne u3 npumepa C6 (4,2 r, 19,9 mmons), coenuaenue u3 npumepa D1 (4,2 1, 20 mmouts) u Cs,CO;
(16,86 1, 51,74 mmons) o6benuusn B JIM® (80 Mi1) n HarpeBamyu ¢ 0OpaTHBIM XOJOAMIBHIUKOM B TEUCHHE HO-
yy. PeakIMOHHYIO cMech BBIIMBAIN B BOAY M DKCTPAarvpoBasii cMech aTmiiareratoM. O0beMHeHHBIE SKCTPAKTHI
TIPOMBIBAJIA COJIEBBIM pacTBOpoM, cymnin (Na,SO,) U KOHIIEHTPUPOBAIH B BakyyMe. OUHCTKA ITyTEM XpoMaTo-
rpadum Ha cuiaukarene naBaia 6-(5-amuHO-4-(TOp-2-MeTUNGEHWIT)-8-N30TPOTII-2-(METHITHO )TUPUI0[2,3-
d]mupumuana-7(8H)-o1 (1,47 T, 20% BEIXOT).

'H SIMP (400 MI'n, IMCO-de): & 8,83 (c, 1H), 7,75 (c, 1H), 6,86 (1, J=12,4 T, 1H), 6,58 (1, J=9,2 I,
1H), 5,71 (m, 1H), 4,92 (c, 2H), 2,58 (c, 3H), 1,93 (c, 3H), 1,53 (x, J=7,2 T'm, 6H);

MC (ESI) m/z: 359,0 [M+H]".

[Ipumep A43.

Crnenys mpouenype, aHarornguoit npumepy Al, coemunenue u3 npumepa A10 (0,200 r, 0,605 Mmonb) u
N N'-mumermwinponan-1,3-muamun (0,378 mi, 3,03 MMonb) cMemmBau ¢ noiaydeHueM 6-(5-amuHO-4-(hTOp-2-
MeTmIheHmN)-2-(3-(IMMETHIaAMUHO ) TP OITHIIAMHHO )-8 -MeTrinupuao[ 2,3-d [mupumunun-7(8H)-ona (0,076 T,
339% BBIXOM) B JOpPME KENTOTO TBEPAOTO BEIICCTBA.

MC (ESI) m/z: 385,2 (M+H").
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ITpumep A44.

B mermnenxmopun (50 mur) momenianu 2-MeTHII-5-HATpoOeH30iHYy0 kuciaoTy (3,00 T, 16,6 MmMoins) u 1
MHKpOKaruno aumetmipopmamuaa. PactBop oxmaxaamu 1o 0°C m pobasismm okcammwixiopun (3,15 r, 24,8
MMoub). Uepes 15 MHUH cMecH MO3BOJISUIM HArpeThes 10 KOMHATHON TeMIIEpaTyphl M MEPEMEIINBAIN B TCUCHHUE
eme 2 4. CMech yrmapuBail IpH MOHKEHHOM AaBieHnd. OcTtatok pactBopsian B TT'® (60 M) 1 oXJaxkaaiu 10
0°C. K nonyuennoit cmecu nobasisumu 2,000. TMS-auazometan (18,6 mut, 37,3 MMOJIB), CMECh MEpEMEIIUBAIN
npu 0°C B Teuenue 5 4. PacTBop ynapuBaiy npu HOHMKEHHOM JABJICHHUH, TTOJYYEHHBIH 0CTaTOK 00pabaThIBaIn
6en3mioBbIM criuptoM (15 M) u 2,4,6-xommuauaoM (10 mir) n HarpeBanu 1o 180°C B teuenue 15 mun. ITocne
OXJIKIEHUS 10 KOMHATHOH TeMIepaTyphl U pa3dasieHus sTunaneTaTtoM (100 Mi1) moydeHHbBIH pacTBOp Mpo-
MBIBaJIM TIOceA0BaTeabHO BogoH (2x100 mi), 5% numonHoM kucnotoit (100 mit, 10 AOCTHXKEHHUS KUCIOTHOTO
pH BomHo# daser), Bogoit (100 mi) u coreBbiM pactBopoM (100 mir). PacTBopuTENh YOQISIIN TIPH MTOHMKEHHOM
JIaBJICHUH ¥ TIOJIy4YEHHOE Macyo CYLIMJIHM Ha JMHUH BBICOKOTO Bakyyma rpu 65°C no ymajieHus OoJbluel yacTu
n30BITKa OCH3MIIOBOTO cripTa. Maciio ounmaiy myteM xpomaTorpadmu (komonka Biotage Si-40, 10-40% »tun-
arnetar/rekcan 1398 mi), B pe3ynbTare mosydanu OeHzmn 2-(2-MeTwi-5-HuTpodeHun)amneraTr B ¢popMe Macia
(2,465 1, 52% BBIXOJ), KOTOPOE MCIIOIB30BANIN 0€3 JOMOTHUTEIEHON 00padOTKH.

B pactBop TI'®:3tanomn (1:1, 100 M) momemanu ceipoit 6eH3mn 2-(2-mMetui-S-aurpodenmn)anerar (2,46
T, 8,62 MMoub) U ammonus xyiopun (4,61 r, 86,2 MMoib). K 31Ol cMecu 100aBIsTA ITUHKOBYIO THLTH (5,64 T,
86,2 MMOJIb) U MOJIyUYEHHYIO CyCIIEH3UIO NIepEeMEIINBaIN NP KOMHATHON Temneparype B Tedenue 4 4. CycreH-
3uro punbTpoBasn uepes Celite u mpompIBanu dtaHosoM (2x50 mur). OO0beIMHEHHBIE (PUIBTPATHI YITAPUBAIN TIPH
MOHIDKCHHOM JIaBJICHHUH, B pe3yJbTaTe MOJIydaln MacisiHylo Maccy. Maccy pacTBOpsUIM B CMECH dTHJaleTara
(75 mi) u conesoro pactBopa (75 mi). Opranndeckyro ¢asy cymwmim (Na,SO,) 1 ynapuBaiu pH MOHWKEHHOM
JIaBJICHUH, B pe3yJbTaTe Mosrydanu 0eHsun 2-(5-amuHo-2-meTmideHmn)anerar B popMe Maciia, KOTOpoe OKasza-
JIOCh CMEChIO 6:4 TMPOAYKTA:COSANHTHUA W HEHACHTH(HUIMPOBAHHOTO coenuHeHMs. Vcrmonbp3oBanu 6e3 momoi-
HUTEIBHOI 00pabOTKH.

B mumernnaneramun (35 mun) nomeniamu coenunenue u3 npumepa C1 (1,31 r, 7,13 MMoib) ¥ HEOUHIIIEH-
Hel OeH3mn 2-(5-amuHo-2-meTtmndenmnanerat (2,00 r, 5,09 mmons). K momydeHHON cMmecH mT00aBISLIIH
KF/rnunozem (11,1 1, 76,4 MMOJIb) U CMeCh 00pabaThIBaIu YIbTPA3BYKOM IPH KOMHATHOW TeMIlepaType B Te-
genue 1,5 4. Peakmmonnyto cmech pazdasisiu CH,Cl, (100 mMi1) 1 OTOMIBTPOBBIBAIN HEPACTBOPUMBIE BEIIECT-
Ba. ®wibTpaT npomeiBask Bogoi (100 mir) u coneBsiM pactBopoM (100 mi), cymmmu (Na,SO4) 1 KOHIIEHTPUPO-
BaJIM B BaKyyMe JI0 YOAJCHHUA TUMETIIAleTaMHa, B pe3yJIbTaTe Mmoirydann Maciio. Macio o0pabaTsIBaji 3THII-
anieraroM (30 M), ocagok OOpa3oBBIBAJICSA B TeUeHHWE HOUYHM. TBeploe BeUIeCTBO coOMpanu (QUIBTPOBaHHUEM,
MIPOMBIBAIIH 3THJAIETaTOM (2x10 MIT) M 3aTeM CYIIWJIN B BaKkyyMme. BbineneHHOe TBep0e BEMIECTBO HAIPEeBaN
JI0 TeMIlepaTypsl feduiermupoBanus B Metanoie (15 mir), GuiibTpoBanu u CynuiaM Ha JIMHUKM BBICOKOTO BaKyy-
Ma, B pe3yibTare mosydanu 6-(5-aMuHO-2-MeTmindeHwn)-8-MeTHiI-2-(MeTunTHo )nupu o[ 2,3-d Jnupumuaus-
7(8H)-oH (879 mr, 55% BbIXON).

'H SIMP (300 MI';, IMCO-dq): & 1,93 (c, 3H), 2,48 (c, 3H), 2,60 (c, 3H), 4,89 (ymmup.c, 1H), 6,39 (c, 1H),
6,48-6,50 (M, 1H), 6,86-6,88 (m, 1H), 7,79 (c, 1H), 8,87 (c, 2H);

MC (ESI) m/z: 313,0 (M+H").

ITpumep A45.

Cnenys mpomenype mnpumepa A60, coemuHenwe u3 npumepa C2 (0,42 1, 2,1 mmoims), stun 2-(3-
amuHodenmn)arerar (0,38 1, 2,1 mmoms), u K,CO; (0,44 1, 3,2 MMonb) OOBEAMHANN C TMONy4YeHHEM 6-(3-
aMUHOpEHMN)-8-3THi-2-(MeTraTno )iupund| 2,3-d jmupumunna-7(8H)-ona (0,44 r, 66% BBIXOT).

'H SIMP (400 MI't, IMCO-de): & 8,93 (c, 1H), 7,99 (c, 1H), 7,08 (1, J=8,0 T'u, 1H), 6,91 (t, J=2,0 I,
1H), 6,78 (aT, J=7,6, 1,2 T'n, 1H), 6,60 (M, 1H), 5,14 (c, 2H), 4,04 (xB, J=7,2 I'u, 2H), 2,62 (c, 3H), 1,26 (T,
J=3H);,

MC (ESI) m/z: 313,2 [M+H]".

IIpumep A46.

K mnepememmBaemoii gpiMsmeiics HNO; (15 mi) mpu -15°C  moprusmu  go6aBmsii - 2-0pom-4-
¢dropdennnykcycuyto kucaoty (10 r, 43 MMOIIB), TAKMM 00pa3oM, YTOOBI BHYTPEHHSS TEMIIEpaTypa OCTaBalach
ke -10°C. Tlocne 3aBepiieHns 100aBIeHUs PEAKIIMOHHYIO CMECh TIepEMEIIMBANIN MPU HarpeBanuu 1o +5°C B
teuerne 15 mun. Cmech BeumBas Ha Jiex (500 r). Otaensiny nmpoxyKT B (popMe Cilerka JIMIKOTO TBEPIOro Be-
IIECTBa, KOTOPOE T0ciie 0OpabOTKY MITaTesIeM CTAaHOBHIIOCH MMOPOLIKO0Opa3HbIM. CyCIIeH3HIO TIIATEIbHO Tepe-
MEIIMBAIN JI0 MOJHOTO PACIUIaBICHUS JIbJa, II0Ka CMECh OCTaBalach OUYCHb XOJIOJHOM, TBEp/bIE BEIIECTBA CO-
oupanu ¢uneTpoBanuem, TuiaresnsHo npoMeiBad H,O (1 ). TBeproe BeriecTBo Cymmiy B Bakyyme, B pe3yJib-
Tare noxydanu 2-(2-opom-4-drop-S-HUTpodeHmn)ykcycHyto Kucioty (6,04 r, 51% Beixox) B ¢opme OsenHO-
JKEJITOTO TBEPAOTO BEIIECTBA, KOTOPOE UCTIONB30BAIH 0€3 JOTTOTHUTEIbHOI 00paboTKY B CIEAYIOMIEeH peaKIny.

2-(2-bpom-4-¢pTop-5-aHuTpodeHnn)ykcycuyto kucioty (6,04 r, 21,7 MMOIb) M KOHIICHTPHUPOBAHHYIO
H,SO, (1,2 M) o6benuusmu B EtOH (100 mut) u nepemermBany npu HarpeBanun npu 85°C. Uepes 1,5 1 nocne
3aBEpIICHNS PEaKIUH PEaKINOHHYI0 CMECh OXJIAKIAaH 10 KOMHATHOW TeMIepaTyphl U KOHIICHTPUPOBAIH MaK-
cuManbHO mosHo. Ocrarok pactBopsiin B MTBE (50 mir) u mpomsiaimn H,O (2x) 1 coneBsIM pacTBOpoM (2x),
cymn (MgSO,) , purbTpoBany U ynapuBaiu, B pe3ysibTaTe MOTydaln TEeMHO-OpamkeBoe Macio. ChIpoi mpo-
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JOYKT OYHIIANN IyTeM KOJOHOYHOW Xpomarorpaduu Ha CHIIMKareje ¢ HOJydeHHeM 3Tui 2-(2-6pom-4-¢prop-5-
HuTpodenmn)anerata (5,8 r, 87% BbIxox).

Otun 2-(2-6pom-4-prop-5-autpodenmn)anerar (1,00 r, 3,27 mmons), PACL,(PPhs), (115 mr, 0,16 MmMos),
Cul (44 wmr, 0,23 mmonb) u TpuMmeTricwmanetwieH (0,7 mi, 4,9 mmoins) pactBopsiia B E;N (5 mur). Cmecs cpa-
3y Jera3upoBalid B BaKyyMe u B koi0y momemanu N,. CMmech HarpeBanu B Tedenue Houn npu S0°C. Jobapmsuiu
BOJY M 3aTeM pacTBop 3kctparupoBanu EtOAc (3x). Opranmueckyro ¢asy mpomsiBaiun NH,Cl, coneBsiM pac-
TBOpoM H cymmian (MgSO,). Ynansanm pacTBOPUTENH, OCTATOK OYHMIIAIN MyTeM KOJOHOYHOW XpomaTtorpadun
Ha CHJIMKarese ¢ MoJiydeHueM 3Tun 2-(4-¢prop-5-HuTpo-2-(2-(TpumeTricnmn ) 3Tuaun ))permn)arnerara (0,66 T,
62% BBIXOT).

K mepememmBaemoii cycrmeH3um ST 2-(4-PTOp-5-HUTPO-2-(2-(TPUMETHIICHITHI )3 THHIIT ) (DSHUIT )arieTaT
(0,66 T, 2,04 mmons) B MeOH/TT'® (1:1, 20 M) mob6asmstn NH4CI (1,09 1, 20,4 mmons), a 3ateM Zn misiu (1,33
r, 20,4 mMmonb). Ilocne mepemenmBanust B TedeHue 1,5 u cmech ¢unbTpoBasn uepe3 Celite 1 mpombIBamu
MeOH. O0benuHeHHbIe (UIBTPAThl KOHLIEHTPUPOBAIH, pa30aBIsIM COJEBBIM PACTBOPOM M IKCTPArHpOBalIU
TI'® (2x). O0benuHEHHBIE OpraHWYeCKHe (a3bl MPOMBIBAIH COJEBBIM pacTBopoM (1x), cymmmu (MgSO,),
¢unbTpOBAIM M KOHLUEHTPUPOBAIM, B  pe3yiabrare noiydand  otun  2-(5-ammHO-4-drop-2-(2-
(rpumetnncuimn)atuamn)penmn)anerat (0,54 r, 90% Breixoxn).

'H SIMP (400 MT';, IMCO-dy): & 6,86 (11, J=12,0 T'ry, 1H), 6,47 (x, J=8,8 I';, 1H), 5,47 (yump.c, 2H), 3,88
(m, J=6,8 T'u, 2H), 3,43 (c, 2H), 1,00 (1, J=6,8 I'y, 3H), 0,00 (c, 9H);

MC (ESI) m/z: 294,0 (M+H").

K pactBopy stun 2-(5-amuno-4-¢prop-2-(2-(tpumernncwmn)atuamn)pennn)anerata (0,30 r, 1,02 mmons)
n coenuaenus u3 npumepa C1 (0,19 r, 1,02 mmons) B 4 mu JIM® noGasmsumn kap6onar nesus (0,87 T, 2,66
MMOJIB), 3aTEM PEaKIIOHHYIO0 CMECh IIEPEMEIINBAJIH B TCUCHUE HOYM IPH KOMHATHOH TeMiiepatype. CMech pas-
Gasysu Bogon (50 mur), mepeMenBaiv, GUIBTPOBAIN M MPOMBIBAIA BOJOW, B Pe3yJbTaTe TMOTYYaIH CBHIPOH
poaykT. ChIpoit IPOAYKT GUIBTPOBAIH U CYIIWIIHN B BAKyyMeE, B pe3yibTaTe MOMydanu 6-(5-aMHHO-2-3THHHI-4-
¢dropdernn)-8-metnn-2-(metwiaTro ) nupuno[ 2,3-dmupumunua-7(8H)-or (300 mr, 71% BBIXOI), KOTOPHIH HC-
MOJIF30BAJIH B CIEAYIOMIEH PeaKIny.

'H SIMP (400 MI'n, IMCO-de): & 8,87 (c, 1H), 7,90 (¢, 1H), 7,15 (x, J=12,0 T, 1H), 6,69 (1, J=9,2 T,
1H), 5,65 (c, 2H), 3,77 (c, 1H), 3,60 (c, 3H), 2,57 (c, 3H);

MC (ESI) m/z: 341,0 (M+H").

Crnenyss mnpouexype, anamorumyHoit mnpumepy Al, 6-(5-amuHO-2-3THHMI-4-pTopdenwn)-8-meTni-2-
(Metmntro)mupuno|2,3-djmupumunus-7(8H)-on (0,250 T, 0,734 Mmons), M-XIIBK (0,217 1, 0,881 MMons) u 2M
metwiamuH (1,5 ™, 2,95 MMosp) 00BemMHSIM, B pe3ysbTaTe 4Yero mnosydanu 6-(5-aMHHO-2-3THHWII-4-
¢dropdennn)-8-metnin-2-(Merraamuno )nupuno| 2,3-d jmupumunun-7(8H)-on (140 mr, 59% Beixon).

'H SIMP (400 MI't, IMCO-d): & 8,59 (c, 1H), 7,82 (m, 1H), 7,73 (c, 1H), 7,15 (n, J=12,0 Tu, 1H), 6,71
(m, J=9,2 T'm, 1H), 5,61 (c, 2H), 3,78 (c, 1H), 3,58 (c, 3H), 2,90 (x, J=4,4 I'u, 1H);

MC (ESI) m/z: 324,2 (M+H").

[Ipumep A47.

Otun 2-(4-prop-5-auTpo-2-(2-(TpumMeTricumn ) 3tuamn ) pernn)amerar (0,85 r, 2,6 mmons) 1 K,COs (3,6
) pactBopsi B TT'®/MeOH (5:1, 30 M) 1 mepeMenivBaii CMeCh B TEUCHHE HOYH ITPU KOMHATHOHN TeMIepaTy-
pe. Peaknmonnyto cmech pazbasisum Et,O u mpombiBaiu HackieHHBIM pactBopoM NH,Cl. Opranwmueckyio da-
3y ey (MgS0O,), duiapTpoBain U KOHICHTPHPOBanH. OCTaTOK OYHIIATIH MMyTeM KOJOHOYHOW XpoMaTorpa-
(um Ha cUITMKarese ¢ MoJyYeHHueM 3TUI 2-(2-3THHHI-4-PTOp-5-HUTPO(EHMIT)yKCYCHON KHCIOTHI.

Ot 2-(2-3TuHWI-4-PTOp-5-HUTPODEHNIT)YKCYCHYIO KHCIIOTY M KOHLeHTpHpoBaHHylo H,SO, 00betnusm
B EtOH (5 M) n mepememmBanyu npu HarpeBauuu npu 85°C. Uepes 4 4 mociie 3aBepIieHUs] PEakIiuy peaKkImoH-
HYIO CMECh OXJIXKIAJIN IO KOMHATHOIM TeMIepaTrypsl 1 KOHIIEHTPHUPOBAIN HACKOJIBKO BO3MOXKHO IT0osHO. Ocra-
tok pactBopsuit B MTBE (50 mi) u mpomeiBaiim H,O (2x) u coneBeiM pacTtBopoM (2x), cymmnu (MgSO,),
(UIBTPOBAIM M yNAapUBalH, B pe3yJbTaTe MOIyYallM JKeJIaeMbId POJAYKT B (hopMe TEMHO-OPaH)XEBOTO Macla.
ChIpoii NPOXYKT OYMINANM ITyTEM KOJIOHOYHOHM Xpomarorpadyy Ha CHJIMKareie C MOJIydeHHeM 3THi 2-(2-
sTHHUI-4-Top-5-HuTpodenun)anerata (160 mr, 21% BbIXOX).

MC (ESI) m/z: 252,0 (M+H").

Otun 2-(2-3tuamn-4-prop-5-uurpodenun)amerar (160 mr, 0,64 mmons) pactBopsuin B MeOH (5 mun) u
EtOAc (5 mn), a 3atrem mo6asnsimn Pd-C (20 mr). PeaknoHHYI0 cMeCh BCTpSIXWBaiIu B TuaporeHarope Ilappa
(46 byHTOB/KB.AFOIIM) B T€UCHHE HOYM TPU KOMHATHOM TemrepaType. PeakiinoHHy0 cMech GHUIBTPOBAIIH, MPO-
MBIBAJIM METAHOJIOM W KOHIICHTPHPOBAIHM, B pE3yJbTaTe dYero MoJaydaiau OTHl 2-(5-aMHHO-2-3THIiI-4-
¢ropdpernm)anerar (135 mr, 93% BrIXOT).

MC (ESI) m/z: 226,2 (M+H").

K pactBopy atun 2-(5-amuno-2-atun-4-dropdenmn)anerara (135 mr, 0,6 MMOJIB) U COCUHEHUS U3 TIPHU-
mepa C1 (110 mr, 0,6 mmois) B JIM® (2 M) go6aBmsiiu kapooHat mesus (500 mr, 1,5 MMOITB) B TIepeMeIIuBaId
B TEUCHHE HOYM NP KOMHATHOW TemriepaType. PeakumonHnyto cmechk paz0asisuti Bogoit (50 mur), mepemenna-
71, GUIBTPOBAIN ¥ IPOMBIBAIIM, B pPe3yJIbTaTe MOIYYaIn ChIpOi MpoayKT. HeounmeHHbIH MpoIyKT nepeMern-
Banu B EtOH B TeueHne HOUM Npu KOMHATHOW Temmeparype. TBepaoe BemecTBO (GUIbTPOBAIH, TPOMBIBAIA U
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Cyllmiy, B pesyinpTate mnonydann 6-(5-amuHO-2-3THI-4-(Topdennn)-8-meTni-2-(MeTHaTHo )iupHuao[2,3-
d]mupumunnn-7(8H)-on (100 mr, 48% BbIXOx).

'H SIMP (400 MI', IMCO-dg, ocHOBHBIE uzomepsl): 8,87 (¢, 1H), 7,81 (c, 1H), 6,91 ;x, J=12,8 I'u, 1H),
6,54 (1, J=9, 2 T'n, 1H), 4,98 (c, 2H), 3,63 (c, 3H), 2,60 (c, 3H), 2,26 (B, J=7,2 'y, 2H), 0,97 (T, J=7,2 ', 3H).

MC (ESI) m/z: 345,0 (M+H").

[Ipumep A48. Dtrn 2-(2-6pom-4-prop-5-aurpodenmn)anerar (1,0 r, 3,27 Mmoub) u uanua ruaka (0,77
T, 6,54 MMob) 00benuHsH B JIM® (8 M), nera3upoBaiid B BaKyyMe U 3armofiHsud (4x). JloOaBiIsiy masmia i
tetpakuc(tpudenmwidochun) (380 mr, 0,32 MMOIB) ¥ HarpeBAIM PEaKIMOHHYIO cMech pu 160°C mox aewcTBU-
eM MHKpOBOJIH B TeueHue 30 muH. PacTBop pazbasmsiin EtOAc, 3aTeM TBepaoe BemecTBO GMILTPOBaIH. DHITh-
TpaT MPOMBIBATH COJEBEIM pacTBopoM (3x) u cyrmnn (Na,SO,4), KOHIIEHTPUPOBAIU B BAKYYME U OCTATOK OYH-
maId IyTeM KOJIOHOYHOW Xpomarorpadd Ha CHIMKarele ¢ TOJIydeHHeM OTuil 2-(2-muaHo-4-GrTop-5-
autpodenmn)anerata (0,3 , 37% BBIXOX).

K pactBopy atun 2-(2-nano-4-prop-5-uurpodenmn)amnerara B Mmetanone u EtOAc (1:1, 10 mm) moGasiis-
mu 10% Pd/C. PactBop mepememmBanu B atMocdepe H, (1 aTMm.) mpu KOMHATHOH TeMIiepaType B TeUeHHE 3
nHell. PactBop ¢umibTpoBanm W ymapuBaiM, B pe3yibTaTe d4ero mnoixydanu 3T 2-(5-aMuHO-2-1aHo-4-
¢ropdennm)anerar (0,21 T, 81% BbIXOx).

K pactBopy 3tun 2-(5-amuno-2-nmano-4-¢propdenmn)anerara (0,21 r, 0,95 MMOIB) U COSAMHEHUS U3 TPH-
mepa C1 (0,17 r, 0,95 mmozp) B 4 mi JIM® nobasmnsumu kapoonat mesus (0,80 r, 2,46 MMOIIB), 3aTeM pPEeaKIMOH-
HYIO CMECh NEepeMeIlnBall B TEUEHHE HOYM NPH KOMHATHOH TemrepaTrype. PeakninoHHy0 cMech pa30aBisuiun
Bozo# (50 mur), mepeMemuBay, (PUIBTPOBATU U MPOMBIBATH BOJOH, B PE3yJbTaTe IMONYYAIN CHIPOH MPOIYKT.
ChIpoii IPOAYKT GWIBTPOBAIM W CYIIWIM B BaKyyMe, B pe3yibTaTe MONyqanu 4-aMuHO-5-PTop-2-(8-MeThi-2-
(Metuntno)-7-okco-7,8-murnaponupuno| 2,3-dmupumunna-6-un)oer3onutpui (125 mr, 39% Berxon).

'H SIMP (400 MI't, IMCO-de): & 8,94 (c, 1H), 8,07 (c, 1H), 7,61 (m, J=11,6 T, 1H), 6,82 (x, J=8,8 I',
1H), 6,35 (c, 2H), 3,65 (c, 3H), 2,62 (c, 3H);

MC (ESI) m/z: 342,0 (M+H").

[Ipumep A49.

Crnenys mporenype, aHaIOTHIHOW mpumepy Al, coenuHenne u3 npumepa AS9 (0,18 r, 0,52 Mmonb), M-
XIBK (0,1 r, 0,57 mMone) u 2M MetmnamuH B TT'® (1 mi) cMemmBanmu ¢ monydeHueM 6-(3-amuHO-4-
dbropdpennn)-8-uzonpomnmi-2-(MeTunaMuHo )upuo| 2,3-dJmupumuana-7(8H)-ora B dopme  cBeTIIO-KETTOrO
TBepaoro Bemiectra (105 mr, 61% BBIXO).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,57 (¢, 1H), 7,72 (¢, 1H), 7,06 (mz, J=8,8 T', 2,0 T'm, 1H), 6,97 (ax,
J=11,2 T'uy, 8,4 T'y, 1H), 6,72-6,68 (m, 1H), 5,77-5,74 (m, 1H), 5,11 (ymmp.c, 2H), 2,88 (n, J=4,8 T'n, 3H), 1,57-
1,51 (m, 6H);

MC (ESI) m/z: 328,3 (M+H").

IIpumep ASO0.

Crnienys nporenype, aHatorudHoi npumepy Al, coenmnenne 3 npumepa A4l (0,6 r, 1,7 mmons) u 2M
MetwiaMuHa B TI'® (3 okB.) cMmemmBanu ¢ moidydeHueM 6-(5-amuHO-4-(hTop-2-MeTHIQEHIT)-8-3THII-2-
(MetumamuHO ) IHpH 0| 2,3-d Jmuprumvuaua-7(8H)-oHa B hopme Gemoro tBepaoro BemecTsa (0,31, 54% BeIxon).

'H SIMP (400 MI'u, aneron-de): & 8,53 (c, 1H), 7,55 (c, 1H), 6,85-6,82 (v, 2H), 6,70 (1, J=9,6 ', 1H),
4,46-4,43 (M, 2H), 3,05 (7, J=4,8 I'y, 3H), 1,31-1,27 (m, 3H);

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

IIpumep AS1.

Crnenys npouenype, aHanoruaHoi npuMmepy Al, coenunenue u3 npuMepa A42 (0,5, 1,4 mmons), M-XIIBK
(0,26 t, 1,5 mmone) u 2M mermnamue B TI'® (3 9kB.) 00benuHANM ¢ mMoiydeHHeM 6-(5-amuHO-4-pTOp-2-
METHI(QECHIT)-8-U30mpomnii-2-(MeTmiaMuHo )iupuo| 2,3-d jmupumuaua-7(8H)-ona B dopme menku (0,33 T,
69% BBIXOT).

'H SIMP (400 MT'i, IMCO-dq): & 8,62-8,54 (m, 1H), 7,72-7,69 (m, 1H), 7,54 (c, 1H), 6,84 (1, J=12,0 T,
1H), 6,57 (n, J=9,6 I'u, 1H), 5,74 (ymmp.c, 2H), 4,90 (ymmp.c, 2H), 2,88 (n, J=4,4 Tu, 1H), 1,94 (c, 3H), 1,56-
1,50 (M, 6H);

MC (ESI) m/z: 342,0 (M+H").

IIpumep AS2.

K nerasmpoBaHHOMY pacTBOpy 6-0pom-8-uzonponui-2-(MeTwiTno)mupuao[2,3-dmupumuana-7(8H)-oHa
(0,78 T, 2 mmonn; J. Med. Chem., 48, 2371, 2005) B IMD (10 mi) mobasnsutm PAd(PPhs), (0,1 T, 5% Monb), 4-
¢drop-3-auTpodhennndoponoByro kucioty (0,5 r, 3 Mmoib) u 2M pactBop Na,COs (3 M, 6 MMOJIB) U cMeCh Ha-
rpeBaiu 10 80°C B Teuenne 16 4. Cmechk BimBamu B Boay (40 mun), mpoaykt sxctparupoBasid EtOAc (3x25 m).
OO0benuHeHHBIE OpraHndecKue (Pa3bl IPOMBIBAIINA COJIEBBIM pacTBOpOM, cymuiu (Na,SO,) 1 KOHIIEHTPHUPOBAIH
B BaKyyMe, B Pe3yJIbTaTe IMOIYYaIH ChIpoi MpoAyKT. OUucTKa myTeM Xpomarorpaduu Ha CHIMKareie JaBaia 6-
(4-dprop-3-auTpodenmn)-8-usonpommi-2-(MeTuntHo )nupuao| 2,3-djnupumunnn-7(8H)-on B ¢opme rps3HO-
6enoro TBepaoro Bemectsa (0,82 r, 88% BrIxXO).

'H SIMP (400 MT'wi, IMCO-dg): & 8,94 (c, 1H), 8,52 (mn, J=7,2 T'n, 2,4 T, 1H), 8,28 (c, 1H), 8,15-8,12 (m,
1H), 7,70 (mzn, J=11,6 I'y, 8,8 I'u, 1H), 5,81-5,78 (M, 1H), 2,63 (c, 3H), 1,60 (1, J=6,8 I'y, 6H);
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MC (ESI) m/z: 375,0 (M+H").

Crnenyss mpoueaype, aHanormyHod mpumepy Al,  6-(4-drop-3-HUTpOodenun)-8-u3onponmi-2-
(meTuntro)mupuno|2,3-dJmupumunua-7(8H)-on (0,82 1, 2,2 Mmmous), M-XITBK (0,38 T, 2,2 MMonb) u 0,5M am-
MHak B JaWokcaHe (8 MJI) CcMemMBAIM @ C  TOJIy4eHHEM  2-aMHHO-6-(4-¢GTop-3-HUTpOheHT)-8-
n3onpormumupuao| 2,3-dmupumunna-7(8H)-oHa B popme xentoro tBepaoro Bemectsa (0,52 r, 69% BeIXOx).

'H SIMP (400 MI'u, MeOH-d,): 8 8,61 (c, 1H), 8,44 (mx, J=7,6 ', 2,4 T'n, 1H), 8,03-8,00 (m, 1H), 7,95 (c,
1H), 7,48 (an, J=10,8 T'm, 7,6 I'u, 1H), 5,96-5,92 (m, 1H), 2,63 (c, 3H), 1,64 (7, J=6,4 'y, 6H);

MC (ESI) m/z: 344,3 (M+H").

K pactBOpy 2-amuHO-6-(4-hTOp-3-HUTpOheHmN)-8-n3o0nponmmmupuao[2,3-d jmupumuaua-7(8H)-ona (0,52
r, 1,5 mmons) B EtOAc n meranona (5:1, 30 M) gobasmsum mamnaauit Ha yrie (50 mr 10% mons) u cMecs Tie-
peMemnmBaiy B atMocgepe BOAOpoJa NPH KOMHATHOW TemriepaType B Tedenue 16 4. CMmech QUIBTpOBaIM Ha
cioii Celite m cnoit mpombiBasin EtOAc (2x10 mit). O0benrHeHHBINA GUIBTPAT KOHIIEHTPUPOBAIHA B BaKyyMme, B
pe3ysbTare MoJydaian ChIpod mpoaykT. O4ucTKa ImyTeM Xpomarorpaduy Ha CHIIMKarenie JaBaja 2-aMuHO-6-(3-
aMuHO-4-propdhenun)-8-u3onpormwimupuno[2,3-djmupumunun-7(8H)-oH B dopme Tps3HO-0e10T0 TBEPIOTrO
Berrectra (0,34 T, 72% BBIXON).

'H SIMP (400 MT't;, IMCO-de): & 8,60 (c, 1H), 7,73 (c, 1H), 7,22 (¢, 2H), 7,08 (mx, J=9,2 I'n, 1,2 Ty, 1H),
6,99 (nn, J=10,8 'y, 8,4 I'n, 1H), 6,74-6,70 (M, 1H), 5,78-5,76 (M, 1H), 5,13 (¢, 2H), 1,53 (x, J=6,8 I'y, 6H);

MC (ESI) m/z: 314,0 (M+H").

IIpumep AS3.

Crnenys npouenype, aHamorudHoi npumepy A7, N,N-gumerunnponas-1,3-quamud (3,27 T, 32 MMOJb) U
coenuHenne m3 mpumepa All (100 mr, 0,32 mMMmonb) oObemuHsUIM C MOdydeHHeM 3-(5-aMuHO-4-PTOp-2-
MeTrIheHnN)-7-(3-(IMMeTHIaMIHO TPOITHIaMUHO)- | -MeTii-1,6-HadTupunun-2(1 H)-ona (93 mr, 77% BeIXON).

MC (ESI) m/z: 384,2 (M+H").

[Ipumep AS54.

PactBop coenunenus u3 npumepa All (0,200 r, 0,629 mmons), KOAc (0,093 1, 0,944 mmons) u 10% Pd/C
(0,33 1, 0,031 mmoun) B TT®/MeOH (2:1, 15 mi) nepememnBaiyu Ipu KOMHaTHOW TeMIeparype B atMocdepe
BoJOposa B TeueHne Houn. Cmeck GuibrpoBanu Ha Celite 1 nmpombiBamn MeOH. O0benuHeHHbIe QUIBTPATHI
KOHIICHTPUPOBAJH, pa30aBisud HachleHHbIM pacTBopoM NaHCO; u skcrparupoBamu EtOAc (2x). O6benu-
HEHHBIC OpTraHuYeckue (a3wpl MPOMBIBATHM COJIEBBIM pacTBopoM (1x), cymmmm (MgSO,), GuibTpoBamu U KOH-
LEHTPUPOBAIH, B pe3ynbTare noiydanmu 3-(5-amuno-4-¢prop-2-mermndenun)-1-mermi-1,6-maprupnana-2(1H)-
oH (0,161 1, 93%) B hopMe KENTOrO TBEPIOTO BEIICCTBA.

MC (ESI) m/z: 284,0 (M+H").

ITpumep ASS.

Cwmech atun (3-amuao-4-¢propdenmn)amerara (3,5 r, 17,6 mmonn) u K,CO; (6,1 1, 44,1 mmons) B JIMD
(20 mu1) mepememmBany Mpu KOMHATHOH TemrepaType B Tedenune 30 muH. CoenuHenne n3 mpumepa C3 (2,5 T,
14,7 MMoI1b) 100ABIAIM K YKa3aHHOW CMECH U IOJy4eHHYI0 cMech nepememnBaiy npu 80°C B teuenne 10 4.
JAM® ypmansnu npu MOHWKEHHOM JaBJICHUH M HEOUHINEHHBI 0CTaTOK cycrnieHaupoBain B HyO u skcTparupo-
B EtOAc (3x20 min). Opranndeckue (a3bl MPOMBIBAIN COJIEBBIM pacTBOpoM, cymmian (MgSO,4) u KoHIEH-
TPUPOBAIH, B pe3ynbrare noxydanu 3-(3-amuHo-4-propdenmn)-7-xmop-1-metmn-1,6-maptapuaua-2(1H)-on (4
T, 90% BBIXOM).

'H SIMP (300 MI';, IMCO-dg): & 8,75 (¢, 1H), 8,07 (¢, 1H), 7,61 (c, 1H), 7,13-7,00 (M, 2H), 6,80 (M, 1H),
5,21 (c, 2H), 3,61 (c, 3H).

MC (ESI) m/z: 304,2 (M+H").

IIpumep AS6.

Crenys npoueanype, ananoruduoit npumepy A7, N,N-gumermmran-1,2-quamus (6,0 M, 55 MMoIb) U co-
eauHeHne u3 npumepa ASS5 (150 mr, 0,49 MMoIp) cMemuBaM ¢ noiaydeHueM 3-(3-amuHo-4-propdenmn)-7-(2-
(TMMeTHIIaMUHO )3 THIIaMUHO)- 1 -MeTi-1,6-nadgtupuann-2(1H)-on (151 mr, 86% Bbixon) B Qopme sxenToro
TBEPJIOTO BEIIECTBA.

MC (ESI) m/z: 356,3 (M+H").

IIpumep AS7.

Cwmecs coequuenust u3 npumepa A60 (1,1 T, 3,7 mmois) u 25% pactBopa CH;NH,/EtOH (10 mur) Harpesa-
mu nipu 160°C B cranpHOM 60MOe B TeueHue 2 4. OXJIaXICHHYIO PCAKIIMOHHYIO CMECh (DMIIBTPOBAIIH, TBEPIIOEC
BemiecTBo nepekpucrammmzoBeiBayin  (EtCH), B pesymprate momydanud — 6-(3-aMuHO(EHMI)-8-METHI-2-
MeTtminamuHo-8H-mtpuno[2,3-d|mupumunun-7-ou (610 mr, 59% BBIXOX).

'H SIMP (300 MI'n, IMCO-de): 8,69 u 8,61 (c, 1H), 7,78 (m, 2H), 7,01 (t, J=7,8 I'n, 1H), 6,85 (yump.c,
1H), 6,73 (n, J=7, 8 I'u, 1H), 6,51 (1, J=7,8 I', 1H), 5,05 (ymmup.c, 2H), 3,56 u 3,52 (¢, 3H), 2,88 (M, 3H).

MC (ESI) m/z: 282,2 (M+H").

ITpumep ASS.

KF/ALOj; (40 Bec.%, 10 T, 69 MMoInb) 100aBIsIIN K pacTBOpy coeaunenus u3 npumepa C7 (6 r, 30 Mmoub)
u otua (3-amuHo-4-propdenmn)anerara (6 T, 30 Mmonb) B numermnaneramuzae (80 mir). PeakumonHyto cMech
nepeMeIInBalil IpU KOMHATHO# Temneparype B Teuenue 1 4. CMmech GuIbTpoBanu U GUIBTPAT KOHIEHTPHPO-
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BaJIM B BakyyMe. OCTaTOK BIMBAJIH B BOLY, OCaIOK cOOMpas (GUIBTPOBAHHUEM, IPOMBIBAIN ATUIIOBBIM 3(HUPOM,
U CyIIWIM B Bakyyme, B pesyibrare nonydanu 3-(3-amuHo-4-Gropdennn)-7-xmop-1-usonpommi-1,6-
HapTupunuH-2(1H)-ou (7 T, 70% BBIXOX).

'H SIMP (400 I'u, IMCO-dy): & 8,71 (c, 1H), 8,00 (c, 1H), 7,76 (c, 1H), 7,11 (u1, J=9,2, 2,4 T, 1H), 7,05
(mm, J=11,6, 8,4 T'n, 1H), 6,76 (M, 1H), 5,18 (c, 2H), 5,15 (M, 1H), 1,52 (x, J=7,2 T'u, 1H);

MC (ESI) m/z: 332,0 [M+H]".

Cwmech 3-(3-amuHo-4-propdennn)-7-xiop- 1 -uzonponun-1,6-aHadpTupuaua-2(1H)-ona (4 r, 12,1 MMonb) u
(4-meroxcuben3mn)MeTmwiaMuHa (15 M) Aera3upoBalid IPU MOHKEHHOM JaBlicHHH U HarpeBanu 10 180°C B
atMocdepe N, B Teuenue 4 4. [Tocie oxyaxaeHns peakimoHHyo cMech pazbasmsun Et,O. Ocamox ¢uisTpoBa-
Y, TPOMBIBATM A3(UPOM W CYIIHJIM B BakyyMe, B pe3yibTare moiydanu 3-(3-amuHO-4-dTopdhenin)-1-
n3onponui-7-[(4-metokcudenzmn)metmnamuno |- 1 H-[ 1,6 Jaaptupuauna-2-on (5,3 T) B hopMe TBEPAOTO BEIIECT-
Ba, COJICPIKAIIETO IMPUMECH - COIb (4-MeTokcnOeH3mwn)Metunamuna ¢ HCI.

Iomy4yeHHBbIH, KaK  OIIUCAaHO  BBILIE, 3-(3-amunO0-4-pTophensun)-1-uzonponmi-7-[ (4-MeTokcu-
6ensmn)merunamuno]-1H-[ 1,6 JHadtupunun-2-oH (5,3 r) oovenunsian B JIXM (150 min) ¢ TDA (50 mu). [omy-
YEHHYIO CMECh HarpeBaiu ¢ 0OpaTHBIM XOJOAWIFHHKOM B TeUueHHEe HOYHM. JleTydne BelecTBa yaausuid Ipy Ho-
HIDKCHHOM JaBJICHUH, OCTaToK pactBopsut B 10% Bomuom pactBope HCI. Bomuyto ¢asy npomsiBanm EtOAc
(3x100 mm), 3aTem BomHyro ¢asy nommenagnBayid pH 11 u skcrparuposanu EtOAc. O6beqnHeHHbBIE YKCTPAKTHI
cymmn (Na,SO,) M KOHIIEHTPHPOBAIN, B pe3ynbrare nomydanu 3-(3-amuHo-4-(ropdenun)-1-usonponun-7-
metmiaamuHo- 1 H-[ 1,6 |Hadtupuauna-2-ou (1,26 T, 32% BBIXOX AT IBYX CTAIHH).

'H SIMP (400 MI', IMCO-dq): & 8,36 (c, 1H), 7,70 (c, 1H), 7,06 (mn, J=8,4, 2,0 T'u, 1H), 6,94 (mx,
J=11,6, 8,4 I'u, 1H), 6,88 (M, 1H), 6,72 (m, 1H), 6,39 (c, 1H), 5,07 (M, 1H), 5,06 (c, 2H), 2,83 (a, J=4,8 ', 1H),
1,51 (@, J=6,8 I'ny, 6H);

MC (ESI) m/z: 327,1 [M+H]".

IIpumep AS9.

Crnioco6 1. K pactBopy coenunenus u3 npumepa Al5 (0,5 r, 1,7 mmons) B JIM® (5 mur) nobasmsumm NaH
(0,048 1, 2,0 mmoib) TIipu KOMHATHOU Temmeparype. [locne nepememuBanus B TeueHue 30 MUH T00aBISIN 2-
nozponponad (0,56 T, 3,3 MMOJIb) U TIepeMeIINBaI CMECh B Te€UCHUE 3 4 IIPH KOMHATHOI Temneparype. [lo6as-
nsima HackImeHHBIH pacTBop NH,Cl 1 skcTparupoBamy mpoaykT dtunaneratoM (2x35 mi). OObeqUHEHHBIE Op-
raHuueckue (asbl IPOMBIBAIIM COJIEBBIM pacTBOpoM, cymmin (Na,SO,) U KOHLEHTPUPOBAJIH B BaKyyMe, B pe-
3yJIbTaTe TOJYYaldH ChIpoH octarok. OuMCTKa IMyTeM Xpomarorpaduu Ha cHiIMKareie Aasana 6-(3-amuHO-4-
¢dropdennn)-8-nzonponmi-2-(merunrno)uupuao[2,3-dJnupumuaun-7(8H)-on B dopMe  CBETIO-OpaHKEBOTO
tBepnoro Bemectra (0,18 T, 32% BbIXON).

'H SIMP (400 MTI'ti, IMCO-d): & 8,88 (c, 1H), 7,93 (¢, 1H), 7,10 (mx, J=8,8 T'm, 2,0 T'm, 1H), 7,02 (ax,
J=11,2T'n, 8,4 I'y, 1H), 6,77-6,73 (m, 1H), 5,78-5,74 (m, 1H), 5,19 (ymmp.c, 2H), 2,60 (c, 3H), 1,56 (&, J=7,2 I'y,
6H);

MC (ESI) m/z: 345,2 (M+H").

Crioco6 2. Coenunenne n3 nmpumepa C6 (3,0 r, 14,2 mmoms), atun 2-(3-amuno-4-propdpenmn)anerar (2,8 r,
14,2 mmons) u KF/AlLO; (40 Bec.%, 9 1, 62 MMomb) 00beanHsIIN B quMeTwianeTamuzae (30 Mir) 1 mepeMennBa-
JIM TIpY KOMHATHOH Temmeparype B TedeHue 12 4. PeakimoHHyIo cMeck GpuiabTpoBaiu M (GpribTpaT KOHIEHTPH-
POBaJH MIPH MMOHWKCHHOM JIaBJICHUH, TPOMBIBAIH STIIOBEIM 3(HPOM U CYIIMIH B BaKyyMe, B Pe3ylbTaTe MOITy-
yamu 6-(3-amuHo-4-propdennn)-§-nzonponuin-2-(metmwintao)mpuao[2,3-djmupumunun-7(8H)-on (2,1 1, 42,9%
BBIXO[I).

ITpumep A60.

Xnoprpumerwmicwian (13,3 r, 122 mmons) nobasnsui k pactBopy 2-(3-Hutpodenmn)anetonurpuna (10 r,
61,2 mmcip) B EtOH (100 mur), cMech HarpeBanu ¢ 0OpaTHBIM XOJIOAWJIBHUKOM B TeYCHHE HOUH. PeakiinoHHyro
CMeCh KOHIICHTPUPOBAJIH NIPH MMOHIKEHHOM JaBlieHnH. J100aBisim Boxy ¥ cMech HelTpanuzoBanu 1o pH 7 Ha-
CBIIIEHHBIM BOAHBIM pacTBopoM Na,COj; n akcrparupoBain EtOAc (3x70 mi). OObetMHEHHbIE OPTaHUYECKUE
(ha3wl IPOMBIBAJIN COJIEBBIM pacTBOpPOM, cymmiu (MgSO,) 1 KOHIIEHTPUPOBAIH, B PE3yIbTATE IMOTYJIaH ITHIT 2-
(3-autpodennn)anerar (12 r, 94% BrIXOT).

'H SIMP (400 MI't, IMCO-dg): & 8,15 (c, 1H), 8,10 (n, J=8,4 I'u, 1H), 7,71 (n, J=7,6 T, 1H), 7,61 (r,
J=8,0 I'u, 1H), 4,06 (x8, J=7,2 'y, 2H), 3,85 (c, 2H), 1,15 (1, J=7,2 T'n, 3H).

Cwmecs atun 2-(3-autpodenun)anerara (12 r, 57,4 mmoins) u Pd/C (1,2 1, 10%) B meTanone (100 M) rum-
porenupoBaiu (45 (yHTOB/KB.IIOWM) TIpH KOMHATHOW Temmeparype B TedeHue 12 4. Cmech QpuibTpoBaau u
(UIBbTpaT KOHIEHTPUPOBAIH, B pe3yibTaTe morydanu 3t 2-(3-amuaodenmn)anerat (10 T, 97% BrIxoxn).

'H SIMP (400 MI'u, IMCO-de): & 6,91 (t, J=7,6 T'ny, 1H), 6,42-6,40 (v, 2H), 6,35 (1, J=7,6 T'u, 1H), 5,00
(c, 2H), 4,03 (x8, J=7,2 I'y, 2H), 3,41 (c, 2H), 1,15 (1, J=7,2 T'n, 3H).

Coenunenne u3 npumepa C1 (5,1 1, 27,9 mmons), atun 2-(3-amunodenmn)anetar (5,0 r, 29,3 MMoIip) u
K,COs (7,7 1, 55,8 Mmonb) o0benuasuia B JIM® (60 mur) 1 momydeHHy0 cMech nepementuBaii mpu 100°C B
TeueHne 10 4. PeakMOHHYIO CMeCh KOHIEHTPHPOBAJIM MPH IMOHWKEHHOM JIaBJICHUH, pa3odasmsun Bojoi (100
MJI) B BOgHYIO a3y akctparupoBau EtOAc (3x70 mur). O0bequHeHHBIE OpraHndeckre (a3bl MPOMBIBAIH COJIC-
BBIM pactBopoM, cymmin (MgSO4) n KOHIEHTpUpoBanu B BakyyMe. OCTaToK OYMINAIN ITyTEM KOJIOHOYHOM
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XpoMatorpauu Ha CHJIMKareie, B pe3ylbTare Imonydanu 6-(3-aMuHO(peHW)-8-MeThII-2-(METHIITHO )TUPUIO
[2,3-dJmupumunun-7(8H)-oH (5,2 T, 62,7% BBIXOT).

'H SIMP (400 MI'ty, IMCO-dy): & 8,89 (c, 1H), 7,97 (c, 1H), 7,05 (1, J=8,0 I', 1H), 6,87 (c, 1H), 7,76 (x,
J=7,6 Ty, 1H), 6,57 (n, J=8,4 I'y, 1H), 5,11 (c, 2H), 3,64 (c, 3H), 2,59 (c, 3H);

MC (ESI) m/z: 299,2 [M+H]".

ITpumep A61.

Coenunenne u3 npumepa C3 (3,2 T, 18,8 mmons), coennHenue u3 npumepa D6 (4,0 T, 18,8 Mmmons) u
Cs,CO; (12,3 1, 37,6 mmonb) o0benunsiii B JIM® (80 M) u HarpeBanu 10 80°C mpu nmepeMenInBaHud B TeUeC-
Hue 4 4. PeakimoHHYI0 cMeCh BhIIHUBaau B Boxy (600 M), ocamok cobupanu GribTpoOBaHUEM U CYIIHIN TIPH
TTOHIKEHHOM JIaBJICHWH, B pe3yibTaTe Monydasn 3-(5-aMuHO-2-xmopdennn)-7-xnop-1-metun-1,6-madpTupuana-
2(1H)-omH (5,0 T, 83% BBIXOT).

'H-5IMP (400 MT'i, IMCO-dg): & 8,74 (c, 1H), 7,97 (c, 1H), 7,63 (c, 1H), 7,09 (1, J=8,4 T'u, 1H), 6,57
(nm, J=8,4 'y, 2,8 I'y, 1H), 6,52 (c, 1H), 5,31 (c, 2H), 3,60 (c, 3H).

Cwmech 3-(5-amuHo-2-x50p¢dennn)-7-xmaop-1-mermi-1,6-sadupuaun-2(1H)-ona (5 r, 15,67 mmons), 4-
MeTokcuOeH3mMetmwiamuna (3,6 r, 23,5 mmone) u DBU (3,7 1, 23,5 mmone) 8 NMP (80 mir) HarpeBanu npu
180°C B atmocdepe N, B TeueHue 4 4. PeakIIMOHHYI0 CMECh OXJIAKIAIN 0 KOMHATHON TEMITepaTyphl U BJIMBa-
mu B Bogy (600 mur). Ocanok coOupanyu GuIbTpOBaHHEM M CYIIWJIN B BaKyyMme, B pe3ynbTare moiyqainn 7-((4-
METOKCHOEH3MIT)(METHIT)aMUHO)-3-(5-amuH0-2-x10pdhernn)-1-metun-1,6-nadptupumua-2(1H)-on (6,5 1, 95%
BBIXOJI).

'H SIMP (400 MI', JIMCO-dq): & 8,46 (c, 1H), 7,68 (c, 1H), 7,16 (1, J=8,8 T's,, 2H), 7,06 (1, J=8,4 Ty,
1H), 6,85 (n, J=8,8 I'u, 2H), 6,54-6,51 (M, 2H), 6,29 (c, 1H), 5,23 (c, 2H), 4,85 (¢, 2H), 3,69 (c, 3H), 3,51 (c,
3H), 3,07 (c, 3H).

Tpudtopykcycuyro kucimory (10 v, 134 MMomb) m06aBisiil Kk pactBopy 7-((4-MeToKkcnOeH3MIT)(METHIT)
aMuHO)-3-(5-amuHo-2-x10pdenmn)- 1 -metun-1,6-madpupuana-2(1H)-ona (4 1, 9,2 mmons) B CH,Cl, (50 mi).
CMmech HarpeBaiii ¢ 0OpaTHBIM XOJOIWIBHUKOM B TedeHHE 3 4. PeakunoHHYI0 cMech KOHIIEHTPHPOBAIHN IPH
MOHIKEHHOM JIaBJICHUH, pacTBopsut B BogHoM pactBope HCl m npombiBaim EtOAc (3x50 mi). Boxayto dazy
HEeWTpaIM30BaIM HackIIeHHBIM pacTBopoM Na,CO; no pH 8 u akerparuposamu EtOAc (3x50 mir). O6beanHeH-
HBIE DKCTPAKTHl IPOMBIBAIIN COJIEBBIM PacTBOpOM, Cymmiau Ha Na,SO, M KOHIEHTPHUPOBAIU IPU MOHIKEHHOM
naBieHur. OCTaTOK OYMINAIHM IyTeM XpoMaTorpaduu, B pe3yibrare moiaydanmu 3-(5-amuHO-2-Xmopdenwn)-1-
MeTHiI-7-(MeTunamMuHo)- 1,6-HadTrpunua-2(1H)-ox (1,7 T, 58% BbIXON).

'"H SIMP (400 MT'1, IMCO-dg): & 8,36 (c, 1H), 7,63 (¢, 1H), 7,06-7,00 (M, 2H), 6,54-6,50 (M, 2H), 6,14 (c,
1H), 5,21 (c, 2H), 3,48 (c, 3H), 2,84 (1, J=4,8 I'u, 3H);

MC (ESI) m/z: 314,9 [M+H]".

IIpumep A62.

Crenys TpexcraauitHoi nponenype npumepa 61, coenuaenue u3 npumepa C5 (3,5 r, 18,8 mmons), coenn-
Henne u3 npumepa D6 (4,0 T, 18,8 mmons), Cs,CO3 (12,3 1, 37,6 MMoIb), 4-MeTOKcHOeH3WIMeTIaMuH (3,6 T,
23,5 mMonb) u TpudropykcycHyto kuciory (10 mi, 134 mmonb) oObequHsun ¢ mosrydyenueM 3-(5-aMuHO-2-
xnop¢eHwn)- 1 -3Tun-7-(MeTrnamMuHo)- 1,6-napTupunus-2(1H)-ona (1,68 1, 27% BBIXOA MOCTE 3 cTaauii).

'H SIMP (400 MI'u, IMCO-dg): & 8,36 (c, 1H), 7,62 (c, 1H), 7,05 (mx, J=7,2, 2,0 T'u, 1H), 6,96 (xB, J=4,8
I'm, 1H), 6,54-6,50 (M, 2H), 6,21 (¢, 1H), 5,21 (c, 2H), 4,11 (xB, J=7,2 'y, 2H), 2,84 (n, J=4,8 I'u, 3H), 1,18 (T,
J=7,2Tn, 3H);

MC (ESI) m/z: 329,2 [M+H]".

ITpumep A63.

Crnienys nporienype, aHajJoruaaoi npumepy Al, coenuaenne u3 npumepa Al18 (1,01 t, 2,77 mmonb) u 2M
MeTwiaMuH B TT'® (6 M) 0ObeIUHSIIN, OYXIIAIN ITyTeM XpoMmatorpadun Ha CUJIMKareliie, B pe3yJIbTaTe TMOIy-
yamu 6-(5-amuHO-2-x510p-4-¢Topdennn)-8-stun-2-(merunamuHo )npuao[2,3-d nupumunun-7(8H)-on B dopme
opamxeBoro TBepaoro Beuiectsa (0,55 r, 57% BrIxon).

'H SIMP (400 MI'n, IMCO-dq): & 8,59 (c, 1H), 7,84-7,81 (m, 1H), 7,67 (c, 1H), 6,20 (x, J=11,2 'y, 1H),
6,72 (1, J=9,6 I'n, 1H), 5,33 (c, 2H), 4,35-4,30 (M, 2H), 2,89 (1, J=6,0 I'n, 3H), 1,21 (1, J=6,8 'y, 3H);

MC (ESI) m/z: 348,0 (M+H").

ITpumep A64.

Coenunenne u3 npumepa D6 (1,0 r, 4,68 mmons), coequaenue u3 mpumepa Cl (0,858 r, 4,68 Mmoinb) u
Cs,COs (3,96 1, 12,2 mmonb) obbeaunsum B JIM® (18 mun), cnenys nponeaype npumepa Al0, crioco6 3, B pe-
3yapTare  mnodydanu - 6-(5-amuHO-2-Xmopdennn)-8-Metnn-2-(Metuatro )upuno| 2,3-d mupumuaua-7(8H)-on
(1,37 r, 88% BBIXON).

'H SIMP (400 MI', IMCO-dq): & 8,90 (c, 1H), 7,90 (c, 1H), 7,10 (n, J=8,0 I'n, 1H), 6,58 (ux, J=8,8, 2.4
I'm, 1H), 6,53 (m, J=2,4 T'y, 1H), 5,33 (c, 2H), 3,64 (c, 3H), 2,61 (c, 3H);

MC (ESI) m/z: 330,0 (M+H").

6-(5-AMuHO-2-x710pheHm)-8-MeTIIT-2-(MeTIITHO )iipua0[ 2,3-d Jrupumuaua-7(8H)-on (0,500 1, 1,5
mmods), M-XI1BK (0,481 T, 1,953 mmonb) u metmwnamus (0,76 M, 2,0M B TT'®, 1,52 MMoIs) 00BEINHSIIN TIO
aHajornu ¢ npumepoM  Al, B  pe3ymbrare nomydanud  6-(5-aMuHO-2-XyopdeHwn)-8-MeThi-2-
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(MetrmnamuHO )rpuno|[ 2,3 -d Jmupumuaa-7(8H)-on (0,378 T, 80% BEIXOT).

MC (ESI) m/z: 316,0 (M+H").

ITpumep A65.

Coenunenne npumepa C5 (1,8 v, 10 mmons), atun 2-(5-amuno-2-Metwidenmn)anerar (1,9 T, 10 MmMmonb u
KF/Al,O5 (40%, 5,4 T, 37 MMon) 00BenuHs UM B AuMeTrianeramuse (40 mir), cnexys nporenype npumepa All,
B pesynbpTare moiydanu 3-(5-ammHO-2-MeTHIpeHMN)-7-Xxm0p-1-3Tmn-1,6-saptupunun-2(1H)-or (1,9 1, 61%
BBIXOJ).

'H SIMP (400 MT', IMCO-de): & 8,73 (c, 1H), 7,88 (c, 1H), 7,68 (c, 14), 6,87 (n, J=8,4 ', 1H), 6,49 (x,
J=8,4 T'u, 1H), 6,41 (m, 14), 4,89 (c, 2H), 4,24 (x8, J=7,2 I'y, 2H), 1,92 (¢, 3H), 1,16 (1, J=7,2 'y, 3H).

Crnenys mnporeaype, aHamormdHor mnpumepy A26, 3-(5-ammHO-2-MeTridenun)-7-xmaop-1-atui-1,6-
HapTupunua-2(1H)-on (1,9 1, 6,4 Mmmonb), 4-mertokcuben3mwmTIwIamMud (1,5 r, 9,6 mmons), DBU (1,6 T, 9,6
MMONb) U TpudTOpyKCycHyto kmciory (10 mu, 134 Mmoiap) oObenMHSIIM C IodydeHHeM 3-(5-aMuHO-2-
MetwiheHmn)-1-3Tun-7-(MmerunamMuHo)-1,6-nad tupunusa-2(1H)-ona (0,84 1, 43% BeIXox, 2 cramun).

'H SIMP (300 MT't, IMCO-dg): & 8,36 (c, 1H), 7,56 (c, 1H), 6,91-6,82 (M, 2H), 6,47-6,39 (M, 2H), 6,22 (c,
1H), 4,80 (c, 2H), 4,13 (xB, J=6,9 I'y, 2H), 2,84 (1, J=4,8 I'y, 3H), 1,92 (c, 3H), 1,19 (t, J=6,9 ', 3H);

MC (ESI) m/z: 308,9 [M+H]".

ITpumep B1.

Denmtruapazud U 4,4-TUMETHIT-3-0KCONIEHTAHHUTPIII O0BEINHSIN COTJIACHO ONMUCAHHBIM B JIUTEpAType
MpoLeaypam, B pe3ysibTare noiaydanu 3-tpeT-0yTui- 1 -¢pennn- 1 H-mupazon-5-amua. Cm. WO 2006/071940.

[Tpumep B2

Metmiruapasut u 4,4-TuMeTHII-3-0KCONIEHTAHHUTPIIT O0BhEIUHSIN COTJIACHO OMUCAHHBIM B JIUTEpAType
MpoLeaypam, B pe3ysbTare noiydanu 3-tpeT-0yTui- 1 -meTwmi- 1 H-mupazon-5-amua. Cm. WO 2006/071940.

ITpumep B3.

3-(2-AMHHO-2-0KCOATHIT)PEHWITHAPA3UH U 4,4-TUMETHII-3-OKCOTIEHTAaHHUTPWII OOBEIUHSIIN COTJIACHO
ONMCaHHBIM B JINTEpaType MpolexypaM, B pesynbrare noiaydanu 2-(3-(5-amuHo-3-tper-OyTii-1H-nmupason-1-
win)denmn)aneramug. Cm. WO 2006/071940.

ITpumep B4.

Cwmecsk 5-autpo-1H-unmazomna (25 r, 0,153 mmomns) u 10% Pd/C (2,0 r) B MeOH nepemeninBanu B aTMO-
cthepe H, (1 atm) B Teuenue Houw. [locne umbTpanmu GuiabTpaT KOHIEHTPUPOBAIH, B PE3yIbTaTe MOIYJIaTd
1 H-uanazon-5-unamus (20 T, 97% BBIX0T) B GOpPME KEITOTO TBEPAOTO BEIIECTBA.

'H AMP (300 MI'ty, IMCO-de): & 12,50 (ymmp.c, 1H), 7,70 (c, 1H), 7,21 (n, J=8,7 T'n, 1H), 6,77 (n, J=8,7
I'm, 1H), 6,74 (c, 1H), 4,71 (ymmup.c, 1H), 3,15 (m, J=4,8 I', 2H);

MC (ESI) m/z: 134 (M+H").

K pactBopy 1H-unmazon-5-umamuna (20 1, 153 mmomns) B kornentpupoBanunyo HCI (50 mur) noGasmsuin
BoaHbIH pacTBop (50 Mir) NaNO, (19 1, 158 Mmmois) npu 0°C 1 mosy4eHHYIO CMECh ITepeMENINBAIN B TeUeHHe |
4. 3arem pobasisun pactop SnCly-2H,0 (90 r, 306 mMons) B koHueHTpupoBannyo HCI (70 mur), nmpeasapu-
TeNbHO oxJaxaeHHbIH 10 0°C. PeakunoHHBINA pacTBOp MEpEeMEIINBAIY B T€UEHUE 2 U IPU KOMHATHON TeMIepa-
Type. Ocamok GUILTPOBAIN M MIPOMBIBAIH dGUPOM, B pe3ynbrate nmonydanu (1H-unmazon-5-mn)rumpasus rum-
poxyopuz B (opMe JKENTOro TBEPAOTO BEIIECTBA, KOTOPBIH HUCIONB30BATH B CIEAYIOMIEH peakuuu 0e3 JOIOJ-
HUTEJIBHON OYUCTKHU.

Cwmech (1H-unnmazon-5-un)ruapasuna rugpoxiopuna u 4,4-mumetui-3-okconeHranonutpmwia (19 r, 1,05
9kB.) B EtOH (200 M) HarpeBanu ¢ 0OpaTHBIM XOJIOJWIBHUKOM B TeUEHHE HOUH. PeakIIMOHHYIO CMeCh KOHIICH-
TPUPOBAJIM, OCTATOK OYMINAIM ITyTEeM KOJIOHOYHOH Xpomarorpaduu, B pe3yibTaTe Moiydanu 3-Tper-OyTmi-1-
(1H-unpazon-5-un)-1H-nupazon-5-amun (23 r, 60% 111 1ByX CTaAMii).

'H SIMP (300 MI'r, IMCO-de): & 8,24 (c, 1H), 8,06 (¢, 1H), 7,75 (x, J=9,0 T'u, 1H), 7,45 (am, J=9,0 Ty,
1,8 I'u, 1H), 5,7 (c, 1H), 1,31 (c, 9H);

MC (ESI) m/z: 256 (M+H").

K pactBopy 3-Tper-0yTui-1-(1H-urnazon-5-un)-1H-nmupazon-5-amuna (14 r, 48 mmons) B auokcane (100
mit) nobasmstm 10% NaOH (50 mur) mpu KOMHaTHOH TeMIepaType B cMech mepemernmBany B Teuenue 0,5 4. K
cMmecu nobasisumm Boc-anrunpun (12 T, 1,2 9KB.) pacTBOp nepemMemuBaiy B TedeHue 3 4. CMech IKCTparupoBa-
m1 CH,Cl, (3x100 mi). OO0beniHEHHBIE OPTraHUYECKHE SKCTPAKThl KOHIEHTPUPOBAIM U OYHMILNAIN ITyTEM KOJIO-
HOYHOU XpoMaTtorpaduu, B pe3ybTare morydain TpeT-0ytun S5-(5-amuHo-3-tpeT-0ytri- 1 H-mupazon-1-wmm)-1H-
nHpaazon- 1 -kapookcunar (7,8 r, 46%).

'H SIMP (300 MI't, IMCO-dg): & 8,44 (c, 1H), 8,10 (x, J=9,0 I', 1H), 8,00 (c, 1H), 7,82 (x, J=9,0 I'y,
1H), 5,39 (c, 1H), 5,24 (ymmup.c, 2H), 1,65 (c, 9H), 1,21 (c, 9H);

MC (ESI) m/z: 356 (M+H").

ITpumep BS.

Oenmrnnpasut 1 3-okco-3-(TnodeH-2-1i1)IponaHOHUTPHI 00BEANHSIIN COTIIACHO ONMCAaHHBIM B JINTEpa-
Type TnpoueaypaM, B pe3ynbTare mnoiydanu 1-denun-3-(tmoden-2-mn)-1H-nmupazon-5-amun. Cm. WO
2006/071940.
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ITpumep B6.

Metun runpasun (0,35 r, 7,6 Mmmons) u 2-tioHua anertonutpui (1,1 T, 7,6 mmons) HarpeBanu 10 80°C B
9TaHoje B npucyTcTBur KoHneHTpupoBanHoi HCI (1 xamist) B Tedenue 18 4. PactBopurenu ynamnsimu, n1o6aBis-
mu HackimeHHbIi pactBop NaHCO; (35 MiT) B 9KCTparupoBail MPOAYKT dTHAETaToM (2x30 Mi).

OObenuHeHHbIE OpraHndeckue (aszbl MPOMBIBAIN COJIEBBIM pacTBopoM, cymmii (Na,SO4) U KOHIEHTpPH-
poBaim, B pe3yabTaTe moiydanu 1-metuin-3-(tnoden-2-un)-1H-mupason-5-amun (1,25 1, 92% Beixon) B dopme
TBEPAOTO BEIECTBA.

'H SIMP (400 MI'n, IMCO-dq): & 7,34 (an, J=4,8 T, 1,2 T, 1H), 7,19 (mn, J=3,6 I'n, 1,2 T, 1H), 7,00
(nm, J=4,8 'y, 3,6 'y, 1H), 5,80 (c, 1H), 5,29 (c, 2H), 3,51 (c, 3H);

MC (ESI) m/z: 180,0 (M+H").

ITpumep B7.

3-droppenundoponosyto kuciory (0,70 T, 5,0 mmons), stun 3-tper-OyTIi- 1 H-mupaszon-5-kapbokcunar
(0,981 1, 5,0 mmonn), Cu(OAc), (0,90 8 r, 5,0 mmois), mupuanH (2,45 M, 30 mmons) u 4A MS (1,9 1) o6benu-
s B CH,Cl, (48 Mi1) m mepememmBany Ha OTKPHITOM BO3IyXe NPU KOMHATHOW TeMmIlepaType B TeueHue 4
nmHel. Peakimonnyto cMmech paszbasisum EtOAc (150 mur), mpomerBamm 3M HCI (2x50 mu), H,O (50 mo1) m cone-
BBIM pacTBopoM (50 mir), cymmm (MgSO,) M KOHIGHTPUPOBAIK B BakyyMe. HeounieHHBIH MpoIyKT OYHIIaI
myTeM Xpomarorpaduu, B pe3ylbTaTe IOJNy4daau OTHAI 3-Tper-OyTui-1-(3-gpropdennn)-1H-nupazon-5-
kapOoxkcmiar (0,786 T, 54% BbIX0x) B popMe OECIBETHOTO Macia.

MC (ESI) m/z: 291 (M+H").

K nepememmBaemMoMy pactBopy OTHI 3-TpeT-OyTHi-1-(3-gropdennn)-1H-mmpazon-5-kapOokcunaTa
(0,786 1, 2,71 mmons) B 1:1:1 TT'®/EtOH/H,0 (36 M) mpu komHaTHOH Temrepatype nobasmsim LiOH-H,O
(0,568 T, 13,5 mmomn). [Tocie mepemMemMBaHus P KOMHATHOM TemriepaType B T€UCHHE HOUYH, PEAKITHOHHYIO
cmeck pazbasisutn 3M HCI (30 min) u axerparupoBanu EtOAc (3x50 mut). O0beinHeHHbIE Opranndeckue (asbl
MPOMBIBAJIN COJIEBBIM pacTBOpoM (2x30 mur), cymmn (MgSO,4) 1 KOHIIEHTPUPOBAIIH, B pe3yibTaTe HoIydany 3-
tpeT-0yTHi-1-(3-dpropdenmn)-1H-nmupazon-5-kapooHoByto kucnory (0,602 r, 85% BeIxom) B ¢opme Gemoro
TBEPAOTO BEILECTBA.

MC (ESI) m/z: 263 (M+H").

K mepememmBaemMomy pactBopy 3-TpeT-OyTmi-1-(3-dTopdhenwn)-1H-mupa3on-5-kapOOHOBOW KHCIOTHI
(0,26 T, 0,60 mmoip) m TEA (0,13 mm, 0,90 mmonb) B 1,4-muokcane (9 min) gobasmsin DPPA (asun audenmn-
dhocdopun 0,16 mim, 0,75 mmoins). [Tociie mepememmBanus B TedeHne 30 MUH MPU KOMHATHOM TeMIiepaType J0-
Gasisumy 2,2,2-tpuxiopatanoin (0,58 mi, 6,0 MMOITB) M peakoHHyI0 cMech HarpeBanu mipu 100°C B TeueHue 2
4. PeaknmoHHyro cMech pazbaBisui coneBbiM pactBopoM (10 mir) u skcrparuposanu EtOAc (3x20 mir). O0be-
IUHEHHBIE opraHmdeckue (as3sl mpombiBam 5% IuMOHHOHM kuciotoil (10 Mi1), HaCHIIIEHHBIM PacTBOPOM
NaHCO; (10 mi), cymmmu (MgSQOy), ¢unprpoBany M ynapuaiu. HeounieHHBIH MPOAYKT OYHMIIAIH ITyTeM
xpoMmarorpaduu, B pe3yipTarte Hoxydanu 2,2,2-TpuxiaopdTai 3-tper-OyTui-1-(3-gpropdennn)-1H-nupazon-5-
wikap6amat (0,180 r, 73% BBIX01) B hopMe OECIIBETHOTO Maca.

MC (ESI) m/z: 410 (M+H").

ITpumep B8.

Crmoco6 1. K pactBopy xuHONMMH-6-mamuHa (5 T, 35 MMoib) B koHueHTpupoBanuoit HCI (12 mur) mobag-
JSUTH TI0 KaruisiM BoHBIN pacTtBop (4 mir) NaNO, (2,42 1, 35 mmous) nipu 0°C. TonyyeHHYI0 cMech NepeMenin-
BaJM B TeueHue | 9 1 3aTeM B Hee 1o KarutsaM Jo6asisum pactBop SnCl,-2H,0 (15,8 1, 70 MMOJIB) B KOHIICHTPH-
poBannyto HCI (15 mu) mpu 0°C. PeakinoHHYIO CMECh TIepeMEeNTNBAIH B TCUSHUE 2 9 TIPU KOMHATHOM TeMIepa-
type. Ocanok cobupanu u npombiBain EtOH u Et,O, B pesynbrare momaydanu 1-(XUHOIUH-6-MIT)IHAPA3UH THA-
poxnopun (4,3 T, 77% BeIxox) B OpME JKEJITOTO TOPOIIKA, KOTOPBIH HCHOIB30BAJIH B CeAyIOIIei peakunu 6e3
JOTIOTHUTENBHON OYNCTKH.

Cmech  1-(xmHOMUMH-6-mM)ruapasud  Tugpoxiopun (4,0 1, 20,5 wmmoms) u  4,4-1AMeETHI-3-0KCO-
neaTadonuTpuia (3,6 r, 30 monp) B EtOH (50 mu) m konnenTpuposannoit HC1 (5 mi) HarpeBamu ¢ oOpaTHBEIM
XOJIONWIBHUKOM B TedeHHe HouM. [locie ymanaeHust pacTBOPUTENS] OCTATOK OYMILANN ITyTE€M KOJIOHOYHOH Xpo-
MaTorpaduu, B pe3yibTaTe Moixydanu 3-Tper-OyTui-l-(xurommH-6-nn)-1H-mmpaszon-5-amun (2,8 1, 51% BEI-
XOJ).

'H SIMP (300 MTI'ti, IMCO-dq): & 8,84 (1, J=4,2 Ty, 1H), 8,37 (1, J=7.5 T, 1H), 8,0 9 (c, 1H), 8,0 4 (c,
2H), 7,52 (m, 1H), 5,46 (c, 1H), 5,40 (ymup.c, 2H), 1,29 (c, 9H).

MC (ESI) m/z (M+H"): 267,2.

Crioco6 2. PactBop TpudTopmerancynbdoHoBoro ampaeruaa (42,8 r, 0,15 mons) B Metunenxmopuzae (100
MJI) T0OaBISUTH 10 KaIusIM K pacTtBopy 6-ruapokcuxunonuHa (20,00 r, 0,138 mMons) n nupuauna (23 1, 0,277
Mouib) B MeTrienxiopuae (500 mur) nmpu 0°C. Oxmaxaaronyo BaHHY YAQSIIN W ITOJYISHHBIH pacTBOp mepeMe-
MIMBAJIN NP KOMHATHOW TeMIiepaType B TedeHue 4 4. PeakiimoHHYI0 cMech TpoMbIBaH Bojoi (3x300 mi), op-
raanueckue (assl cymunn (MgSOy4) ¥ KOHIIEHTPUPOBAIN B BaKyyMe, B pe3yJIbTaTe MOIydYalld CHIPOH XMHOJIHMH-
6-untpudropmerancyiabdonar (40 r, >100% BeIxoa) B popme Macna.

'"H-SIMP (400 MTI'tr, IMCO-dy): & 9,00 (z, 1H, J=2.8 T'm), 8,50 (x, 1H, J=8,0 '), 8,21 (x, J=2,8 ', 1H),
8,18 (1, J=9,2 ', 1H), 7,80 (M, 1H), 7,64 (M, 1H);
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MC (ESI) m/z: 277,9 (M+H").

K cycnensun xuHoMH-6-11 TpudTopMerancynbdonara (40 r, 0,14 mMonb), 6eHzodenon runpaszona (35,6 T,
0,18 moup), kapbonara ne3us (74 r, 0,23 monp) u 1,1'-6uc(audenmndochuno)depponena (2,5 r, 4,5 MMoib) B
nerazupoBanHoM Tosryose (1 1) mob6aBmsmm anerat mamwtagus (0,013 r, 0,058 mmous). TlomydenHyo cmech Ha-
rpeBaiu 10 90°C B arMocdepe azora. Uepes 16 4 cMech KOHIICHTPUPOBAJIN B BAKYyyMe, OCTAaTOK OUUINAIH ITyTEM
KOJIOHOYHOM XpomaTorpaduu Ha cunukareine (20-30% EtOAc B merposeitHom 3¢wupe), B pe3yapTare Mmorydand
1-(mupennnmernieH)-2-(XHHoMMH-6-11) tuapasut (32 1, 68,6% BeIXO).

'H-sIMP (300 MI'ti, IMCO-dg): & 9,22 (c, 1H), 8,58 (t, J=1,8 I'u, 1H), 8,13 (1, J=3,6 I'u, 1H), 7,80 (x,
J=3,6 T'y, 1H), 7,61 (1, J=3,9 I'y, 1H), 7,59-7,51 (m, 4H), 7,50 (&, J=3,6 ', 2H), 7,33-7,39 (M, 6H);

MC (ESI) m/z: 324 (M+H").

PactBop 1-(mudennnmerwnan)-2-(XuHOMUH-6-mwn)ruapasuHa (32 1, 99 MMonb) u 4,4-TAMETHI-3-0KCO-
neHTaHoHuTpuia (26 r, 0,15 mMois) B aTanone (500 mur) odpabarsiBanm koHueHTprpoBanuoi HCI (80 mu, 121.,
0,96 Monb) U cMech HarpeBaji ¢ OOpPAaTHBIM XOJOAWJIBHUKOM B TedeHHe Ho4YH. OXJIaXICHHYIO PEaKIHOHHYIO
CMeCh KOHLICHTPHUPOBAJIH B BaKyyMe, ocTaTok npombiBani Et,O, uTo obOecnieunBaino ynaneHue qu)eHIIKETOHA.
Heounmennsiii npoaykt pactopsuin B EtCAc u neiirpanmzoBanu (pH 8) nackimienHsiM pactBopoM Na,COs.
Oprannyeckyto a3y cymmnu (Na,SO,4) 1 KOHIIEHTpHpoBaIu B BakyyMe. OcTaTok 3aTeM OYMINANN ITyTeM Xpo-
Marorpaduy Ha CHIIMKareie, B pe3yjbTaTe IoJIydainu 3-TpeT-0yTui-1-(xunonnu-6-mn)-1H-mmpazon-5-amun (23
T, 87% BBIXOT).

'H-sIMP (300 MI'n, IMCO-de): & 8,86 (M, 1H), 8,39 (1, J=5,7 'y, 1H), 8,11-8,02 (M, 3H), 7,54 (M, 1H),
5,46 (c, 1H), 5,42 (ymup.c, 2H), 1,23 (c, 9H);

MC (ESI) m/z (M+H"): 267,2.

ITpumep BY.

Mertunruapasug (0,46, 10 mmous) u 2-dpropdenunaneronurpui (1,63 r, 10 mmons) Harpesaiu 10 80°C B
npucyTcTBUU KoHIeHTpupoBaHHoi HCI (1 karutst) B atanose (30 mi) B Tedenue 18 4. PacTBopurtenu ymansmim;
no6asis HackimeHHbsl pactBop NaHCO; (35 mur) u okcTparupoBany HpoAyKT sTmiareraroM (2x30 ).
OO0benuHeHHBIE OpraHndecKue (Pa3bl IPOMBIBAIINA COJIEBBIM pacTBOpOM, cymuiu (Na,SO,) 1 KOHIIEHTpHUPOBAIH
C TIOJyYEHHEM ChIPOTO TPOAYKTa, KOTOPBIH ouHImany myteM xpomarorpaduu (Meranon/CH,Cl,), B pe3ynbrate
noyyanu 3-(2-gpropdennn)-1-mernn-1H-nupazon-5- amun (1,25 r, 65% BIX0a) B hopMe TyCTOTO OCTaTKa.

'"H SIMP (400 MI'ty, IMCO-de): & 7,86 (tx, J=8,8 'y, 2,4 I'i, 1H), 7,28-7,15 (m, 3H), 5,71 (n, J=4,4 T,
1H), 5,28 (ymmp.c, 2H), 3,58 (c, 3H);

MC (ESI) m/z: 192,0 (M+H").

K nByxdaznomy pactBopy 3-(2-dpropdenun)-1-merun-1H-nupazon-5-amuna (1,19 r, 6,22 MMonb) B 3THII-
anerare (30 min) u pactBopy NaHCO; (30 M) nobasmsiin nzodenmnxinoppopmar (1,28 r, 10,6 MMob) 1 cMech
nepeMeIInBalIi IpU KOMHAaTHOW TeMreparype B TeueHue 24 4. Paznensumn n8e ¢asbl; BoaHyo a3y SKCTparupo-
Bayn stmaneraroM (1x30 min), oObeIMHEHHBIE OpraHnYeckre (a3bl MPOMBIBATIH COJIEBBIM PAaCTBOPOM, CYILIHIIH
(Na,SO,) ¥ KOHICHTPUPOBAIH C IHOJYYCHHEM CBHIPOTO HPOIYKTA, KOTOPBHIH OYMINANM ITyTEM XpoMarorpaduu
(aTHnanerar/rekcaH), B pe3ydbTare IMody4anud mpon-1-eH-2-mn  3-(2-propdenwn)-1-metwmn-1H-mupazon-5-
nnkap6amart (1,15 1, 82% BrIxox) B popme mactoobpa3zHON MaCCHI.

'H SIMP (400 MI'ti, IMCO-de): & 10,09 (ymmp.c, 1H), 7,90 (tx, J=8,0 I'n, 1,6 T'u, 1H), 7,38-7,22 (v, 3H),
6,54 (m, J=3,6 I'y, 1H), 4,79-4,77 (m, 2H), 3,76 (c, 3H), 1,96 (M, 3H);

MC (ESI) m/z: 276,0 (M+H").

ITpumep B10.

CMech S-TUApasuHHI-2-METHITHPUINHA TUApoxjgopuaa u3 mnpumepa B27 (5,0 r, 31,4 mMonb) u 4,4-
JTUMETHII-3-0KconeHTaHHuTpuia (8,3 r, 66,3 mmons) B EtOH (50 mur) HarpeBanm ¢ oOpaTHBIM XOJIOAWIEHHKOM B
TeUeHHEe HOYM. PeaknmoHHYI0 cMech KOHIIEHTPUPOBAJIH, OCTaTOK pacTBopsuin B EtOAc u HelTpanu3oBanu Ha-
chlmeHHbIM pacTBopoM Na,CO;. Opranndeckyro ¢aszy cymmmm (Na,SOy4), KOHIEHTPUPOBAIM B BAaKyyMe M OYH-
ANy MyTeM KOJIOHOYHOM Xpomartorpaduu, B pe3yibrare noixydaiu 3-Tper-OyTui-1-(6-MeTHInupuaua-3-1i)-
1H-mupa3zon-5-amun (5,2 T, 71% BBIXOT).

'H SIMP (400 MTI'u, CDCLy): & 8,72 (c, 1H), 7,81 (un, J=8,0, 2,4 T'u, 1H), 7,23 (1, J=8,4 T'n, 1H), 5,54 (c,
1H), 3,71 (ymmp.c, 1H), 2,58 (c, 3H), 1,29 (c, 9H);

MC (ESI) m/z: 231,2 (M+H").

ITpumep B11.

K mepememmBaemoMy pacTBopy coemuHerie u3 npumepa B35, 0,240 r, 0,86 mmons) B cyxom TI'® (8,0
MJI) TIpY KOMHAaTHOH Temmieparype podasmsii LiAlH, (1,0M B TT'®, 2,6 mi, 2,6 MMOJIb) B TIOTYyYEeHHYIO CMECh
MepeMEIInBaIN IPU KOMHATHON TeMImepaTrype B TeueHue | 4. PeaknnoHHYI0 cMech OCTOPOXKHO TacHIIM ITyTeM
no6asnenuss H,O (0,10 mur), 3M NaOH (0,10 ma) u H,O (0,20 M) u miepeMeInmBad cMeCh MPU KOMHATHOU
Temriepatype B Tedenue Houn. Cycnensuto ¢pmisTpoBaim uepes Celite u mpomsiBanu EtOAc (20 mur). @unbrpar
cymmmn (MgSO4) M KOHLEHTPHPOBAIH, B pe3ynbTare noiaydanu 2-(5-amuHO-1-denmn-1H-nmupazon-3-wmn)-2-
MeTmnponas-1-o1 (0,208 t, 105% BeIX01) B hopMe xKeIoro Macia.

MC (ESI) m/z: 232,2 (M+H").

K pactBopy 2-(5-amuno-1-dpenmn-1H-nmmpa3zon-3-wmn)-2-meTmnmnpomnas-1-oma (0,208 r, 0,85 mmons) B IMD
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(2,0 M) mo6aemsum mmuaazon (0,32 1, 4,7 mmoins) u TBSCI (0,39 1, 2,6 Mmmonb). [TomydeHHyO cMech mepeMe-
IIMBaJIM P KOMHATHOW TeMIlepaType B TeueHue 5 4. PacTBopuTens ynaisum npu MoHMWKeHHOM JTaBiieHnu. Oc-
tarok pazoasmsut H,O (10 mi) u sxctparupoBanu EtOAc (2x20 mi). O0beanHeHHBIE OpraHudeckue a3l Cy-
i (MgSO,) 1 KoHIeHTpUpoBaId. HeounIeHHbIH MPOAYKT OUYMIAIM IIyTEM XpoMaTrorpaduu, B pe3yabTaTe
nosrydaiu 3-(1-(TpeT-0y THIINMETHIICHITMIIOKCH ) -2 -MEeTHIIIIPOTIan-2-ui)- 1 -pernn- 1 H-mupazon-5-amun (0,125 T,
42% BBIX01) B (hOpME CBETIIO-XKEIITOTO Macia.

MC (ESI) m/z: 346,3 (M+H").

ITpumep B12.

Crnienys nporenype, aHatorudHou npumepy Bl1, coennnenne u3 npumepa B36 npespamanu B 3-(1-(Tpet-
OYTHIIAMMETHIICHITMIIOKCH ) -2-MeTHITIpoTiaH-2 -1 )- | -meTwin- 1 H-iupason-5-amus (42% BBIXOX).

'H SIMP (400 MT';, CDCl3): & 5,59 (c, 1H), 3,69 (c, 3H), 3,55 (c, 2H), 1,26 (c, 6H), 0,89 (c, 9H), 0,00 (c,
6H);

MC (ESI) m/z: 284,2 (M+H").

ITpumep B13.

tper-byroxcun kanus (0,51 r, 4,5 mmouns) pactBopstiii B JIMCO (10 mit) 1 kK 3TOMy pacTBOpY MaJeHbKUMHU
HOpUMSIMU 100aBIsun 3THI 3-(THO(eH-2-11)- 1 H-nupazon-5-kap6okcunar (1,01 1, 4,5 MMoIp) 1 IepeMeIBaim
B atMocepe aprona B Tedenue 15 mun. K sTomy pactBopy memieHHO nobasinsu 2-moponpona (1,2 r, 6,8
MMOJIb) U TIEPEeMEIIUBAIM B TeUYeHHWE | 4 Mpu KOMHATHOW Temmeparype. J100aBsuM HACHIIIEHHBIA PacTBOP
NH,4CI, nponykrt sxctparupoBanu EtOAc (2x40 mir). O0benuHeHHbIE opraHrdeckue (a3l IPOMBIBAIN COJIEBBIM
pactBopoMm, cymmmiu (Na,SO,4) 1 KOHIICHTpUpOBaiIl B BakyyMme. OUncTKa IMyTeM XpoMaTorpaduu Ha CHIINKAreie
naBaia 3T 1-n3onponui-3-(tnoden-2-mn)- 1 H-murazon-5-kapbokcumnar B popme nacroodpasnoit maccer (0,88
T, 73% BBIXOT).

'H SIMP (400 MTI', anieron-dg): & 7,47 (nm, J=3,2 T'n, 1,2 T'u, 1H), 7,42 (nn, J=4,8 T, 1,2 T'u, 1H), 7,12-
7,09 (m, 2H), 5,57-5,51 (m, 1H), 4,37 (xB, J=7,2 I'ny, 2H), 1,50 (7, J=6,8 I'y, 6H), 1,38 (1, J=7,2 'y, 3H);

MC (ESI) m/z: 265,0 (M+H").

K pactBopy st 1-u3onporui-3-(tnoden-2-wmn)-1 H-mupazon-5-kapbokcunata (0,88 r, 3,3 mmons) B TT'®
(10 M) mob6aBmsum BogubIil pactBop LiOH (0,42 1, 10 MMoIb, 5 MJT) U MepeMEIIMBaIN CMeCh B TeueHue 16 4
IpY KOMHATHOH TeMneparype. PacTBopuTenu ynajsum, TycTyI0 XHIKOCTh pa30aBisiIv BogoH (5 M) M HOAKHC-
s 3M pactBopom HCI no pH 4-5. IIpoaykT BeIlazmai B 0caloK, ero (GHIbTPOBAIHN, IIPOMBIBAIIN BOJOH U Cy-
WK, B pe3yibTare mojydanu 1-uzonpomnui-3-(tnoden-2-mn)-1H-nupazon-5-kapOoHOBYIO KUCIOTY B (hopme
6enoro TBepaoro emectsa (0,69 r, 88% BrIXO).

K pactBopy 1-uzonponmi-3-(tnoden-2-un)-1H-mupazon-5-kapbonosoit kucioter (0,68 T, 2,9 mMmoins) B
nmuokcane (10 mur) mob6asnsumn TpudTHiIamuH (0,44 r, 4,3 mMons), mudennndocdopmrazun (0,95 T, 3,5 Mmonb) u
tpuxiaopatanon (0,86 T, 5,8 Mmmonb) n cMeck Harpeanu 10 90°C B Teuenue 4 4. Cmech BiuBainu B 3M pacTtBop
HCI (40 mi) u sxctparupoBanmu npoaykT EtOAc (2x40 mi). O0beauHeHHBIE OpraHndecKkue (a3bl IPOMBIBAIN
COJIeBBIM pacTBopoM, cymmin (Na,SO,) U KOHIIEHTpUpOBaIH B Bakyyme. OUHCTKa IMyTeM Xpomarorpadhuu Ha
cuImKarese nasana 2,2,2-Tpuxyiop T 1-u3onpomnmi-3-(tnoden-2-mn)- 1 H-nmupazon-5-unkapdamart (0,88 r, 80%
BBIXOM) B (hopMe OEIIoTO TBEPIOTO BEIIECTRA.

'H SIMP (400 MT'n, aneton-de): 8 7,36-7,34 (m, 3H), 7,07 (az, J=5,6 T'u, 4,0 T'n, 1H), 6,52 (c, 1H), 5,83 (1,
J=7,2Tu, 3H), 4,95 (c, 2H), 4,66-4,62 (m, 1H), 1,45 (1, J=6,8 'y, 6H);

MC (ESI) m/z: 382,0 (M+H").

IIpumep B14. Cnenys npouenype, onucanaoi B nmpuMmepe B (croco6 1), 2-meTunxunonuH-6-amuH (1,00
r, 6,32 Mmonb) u 4,4-nuMeTtnii-3-okconeHtaHauTpua (1,03 r, 8,22 MMoIb) OOBEMHSIIN C MOJIydCHHEM 3-TpET-
Oytni-1-(2-meTnnxunonuH-6-mw1)- 1 H-nupaszon-5-amuna (428 mr, 24% BbIX01) B hopMe TBEpIOTO BELIECTBA.

'H SIMP (300 MI'u, IMCO-de); & 1,24 (c, 9H), 2,66 (c, 3H), 5,37 (c, 2H), 5,43 (c, 1H), 7,44 (1, J=8,4,
1H), 7,97 (c, 2H), 8,05 (c, 1H), 8,28 (1, J=8,4, 1H);

MC (ESI) m/z: 281,2 (M+H").

ITpumep B15.

K cycnemsmun KCN (1,90 1, 29,1 mmone) B MeOH (35 mu) moGammsuim mo kamnsMm 3-6pom-1,1,1-
TpudTOpnponan-2-ona okcuM (5,00 T, 24,3 mmonb) B MeOH (72 M) mpu KOMHaTHOM TemmepaType. Peaknon-
HYI0 CMECh MEepPEMEIINBAIN PN KOMHATHOW TeMmepaType B TedeHHe 3 4. PacTBop ymapuBaiy, 3aTeM OCTaTOK
pactBopsiin B EtOAc u mepemermmBany NpH KOMHATHOH Temreparype. TBepmoe BemecTBO (UIBTPOBAIH H
(unbTpaT yrnapuBaiy, B pe3yiIbTaTe MOIydaldnd CIPOH MPOoXyKT. HeouneHHbIH MPOAYKT OYHIANH ITyTeM KOJIO-
HOYHOH xpomartorpaduu Ha cumkarene (Biotage: 25M, 10%-60% EtOAc/rexcan: 550 mi), B pe3yibTaTe 4ero
noy4aiu 3-(tpupropmernin)n3zokcazon-S-amut (1,38 1, 37% BeIxOx).

MC (ESI) m/z: 153,0 (M+H").

Crnenyst obmemy cnocody G, 3-(tpudropmermn)uzokcazon-S-amuH (1,38 T, 9,1 MMOIB) U U30MPONICHUII-
xmopdopmar (1,1 r, 9,1 mmons) B npucyrcteun LIHMDS (1,0M, 18 M1, 18,2 MMOJIb) CMEIIUBAIH C ITOTyYCHHEM
npor-1-eH-2-nun 3-(TpudTopMeTnin)n3okca3on-S-mikapobamara (0,82 r, 38% BeIxon).

'H SIMP (400 MT', IMCO-dq): & 12,3 (c, 1H), 6,48 (c, 1H), 4,83 (v, 1H), 4,80 (m, 1H), 1,93 (c, 3H);

MC (ESI) m/z: 237,0 (M+H").
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ITpumep B16.

tper-byrokcun kanus (0,29 r, 2,5 MMons) pactopsid B JIMCO (5 mit), Kk 3TOMy pacTBOpY MaJleHbKUMU
MOPIUAMHU N00aBIsUM coenuHenne u3 mpumepa B37 (0,50 T, 2,5 mmoins) B atMocdepe aprona. Yepes 15 muH
MeIeHHo ao6asmsum 2-uomodtan (0,31 mu, 3,8 mmois). [Tociie mepememmBanus B tedenue 1,5 1 XKX-MC no-
Ka3aJ HMCYe3HOBEHHE MCXOJHOTO MaTepHaja M o0pa3oBaHHE NpOayKTa. Jl00aBisny HaCHIIEHHBIH pPacTBOP
NH,4CIl, npoxykr skcTparupoBanyu stuianeratoMm (2x40 mit), oObeqMHEHHBIE OpraHrdeckre (a3bl MPOMBIBAIN
COJIEBBIM pacTBOpoM, cymmin (Na,SO,) 1 KOHIIEHTPUPOBAIH C TTOJIYICHHEM CBIPOTO MpoaykTa. HeounmeHHbIH
NPOAYKT OYHMINAIK IIyTeM KOJOHOYHOH Xpomartorpadmm Ha cmimkarene (Biotage: 25M, 5% mo 35%
EtOAc/rexcan: 340 mi, 35% mo 100% EtOAc/rexcan: 300 mi), B pe3yabTare HOXydaidd 3THI 3-TpeT-OyTui-1-
stin-1H-mpason-5-kap6okcmnat (0,35 T, 61% BbIXON).

MC (ESI) m/z: 225,3 (M+H").

K pactBopy atun 3-tper-Oytuin-1-3tui-1H-nmpazon-5-kapbokcmnara (0,35 r, 1,6 MMone) B cMecH dTa-
HoOM:iuokcan:Boaa (1:1:1, 6 M) nmobaensumu ruapokcun autus (0,15 T, 6,2 Mmmons). Peakimonnyio cMech mepe-
MEIIMBAIN B TEUEHHE HOUM NPH KOMHATHOH Temneparype. PactBop pazoasisun EtOAc (50 min) u 5% numoHHOM
kucnoroit (50 mi). Oprannyueckyto Gaszy OTIeIsUN, IPOMBIBAIH COJIEBBIM pacTBOpoM (20 mur), cyrmmmu (Na,SOy)
W yIapuBalW TpPH TOHIKEHHOM JaBIICHHH, B pe3yibTaTe MONydain 3-TpeT-OyTui-l-stuin-1H-mupazon-5-
kapOonoByr0 kucioTy (0,30 r, 98% BEIX01) B (hopMe KENTOro TBEPAOTO BEIIECTBRA.

'H SIMP (400 MI', IMCO-de): & 6,64 (c, 1H), 4,40 (x8, J=7,2 Ty, 2H), 1,27 (1, J=7,2 T'n, 3H), 1,22 (c,
9H);

MC (ESI) m/z: 197,3 (M+H").

ITpumep B17.

Kamus tper-6ytokcua (2,6 T, 23 MmMoub) pactBopsuid B JIMCO (10 mit), K 3TOMy pacTBOpy MaJeHbKUMHU
MOPIUAMHU MO0ABISUTH coeAnHeHne u3 npumMepa B37 (4,5 r, 23 MMoIb) 1 iepeMenuBaiy B aTMocdepe aprona B
tedenue 15 muH. K atomy pactBopy mMemneHHo no0aBisui TpeT-OyTrnopomarerar (5,4 T, 28 Mmmous) nipu 0°C
IpU TIepeMEINBaHUK B TedeHWe 45 MHH Ipu KOMHAaTHOH Temmeparype. J{o0aBisuin HachIIEHHBIH pacTBOp
NH,4CI, npoxykt skctparupoBanu stminarnetatoM (3x50 mr). O0bequHeHHbIE opraHmdeckne (Ha3pl MPOMBIBATH
CoJIeBBIM pacTBopoM, cymmim (Na,SO,) 1 KOHIECHTPUPOBAIH, B pe3ynbrate noaydanu (7,0 ) cMemanHbli mpo-
IYKT B (popMme macTooOpa3Hoil Macchl. YKa3aHHYIO macTooOpa3Hylo Maccy pactBopsuin B TOA (10 mur) u nepe-
MEIIMBAIM B TCYCHUE 3 U NMPU KOMHATHOH Temreparype. PacTBopuTeny ynansim, K OCTaTKy A0OaBISIM BOLY
(100 ™), mpomykT skctparupoBasid JIXM (3x50 mur). OO0bemuHEHHBIE OPTaHUIECKUE DKCTPAKTHI TPOMBIBAIIH
cojeBbIM pacTtBopoM, cymmian (Na,SO;) M KOHIEHTPHPOBAIW, B pe3yibraTe noiydanu 2-(3-tper-OyTmi-5-
(aTokcukap6onm)-1H-niupazon-1-un)ykcycHyro kucnory (5,8 r, 100%) B opme macTooOpa3HoOii Macchl.

'H SIMP (400 MI'y, areron-de): 8 6,78 (¢, 1H), 5,25 (c, 2H), 4,30 (kB, J=7,2 T'y, 2H), 1,35-1,30 (m, 12H);

MC (ESI) m/z: 255,2 (M+H").

K pactBopy xucnotsr (0,41 t, 1,6 mmons) B IM® (5 M) mobasnsutm PyBop (0,84 1, 1,6 mmoins), DIEA
(mamzonpormmatunamud, 0,42 T, 3,2 MMoJTb) U THApOoXJIopu I numeTmiamMuna (0,26 T, 3,2 Mmodb). [locie mepe-
MEIIMBAHMsI CMECH B TeUeHHe | 9 MpW KOMHATHOW TeMriepaType Ao0aBisud Bomy (50 mMur) U dKCTparupoBasid
npoayKT stwianeraroM (2x30 mir). O0beanHeHHBIe opranuueckue ¢as3sl npomsiBanu 3M pactopom HCI (1x30
M), cymmmi (Na,SO4) ¥ KOHIEHTPHPOBAIH C TTOTYISHHUEM CHIPOTO MPOAYKTa, KOTOPHIA OYHIIAIN ITyTEM XPO-
matorpadun (EtOAc/JIXM), B pe3ynbrare MOJydaau 3THN 3-TpeT-0yTui-1-(2-(IuMeTHIaMUHO)-2-0KCOITHI)-
1 H-tmpa3zon-5-kap6okcunar (0,25 r, 55%) B popme rycToif macTsl.

'H SIMP (400 MI 1, aneton-dg): 8 6,73 (c, 1H), 5,35 (c, 2H), 4,27 (x8, J=7,2 I'n, 2H), 3,15 (c, 3H), 2,90 (c,
3H), 1,33-1,28 (M, 12H);

MC (ESI) m/z: 282,3 (M+H").

K pactBopy atHn 3-Tper-0yTmi-1-(2-(quMeTuinaMuHo)-2-0kco3Tii)- 1 H-mupason-5-kapookcmnara (1,16 T,
4 mmonb) B TT® (10 M) gobasmsmn 1M 6opan/TT® (12 mur, 12 mMoinb) ipu 0°C B atMocdepe aproHa u mpo-
JoJDKan TiepemenuBanue B Tedenne 12 4 mpu 60°C. Cmech oxnaxaanu 10 0°C, racunu 3M pactBopom HCl u
HarpeBaiu 10 60°C B teuenune 30 mun. Cmech noamenaguBamy TBepabiM NaHCO; mo pH okomno 8 u skcrparu-
poBasm ponykT CHCI; (2x30 mur). O0bemnHeHHBIE OpraHndecKue (a3l MPOMBIBAIIN COJIEBBIM PACTBOPOM, CY-
i (Na,SO4) M KOHIEHTPUPOBAIH B BaKyyMe C IMOJYYEHHEM ChIpOro mpoaykra. OYHCTKa ITyTeM XpOMaTo-
rpadun Ha CUIIMKaresie AaBaia 3TWI 3-TpeT-0yTwi-1-(2-(aumermnamuno) stwin)-1H-nmpason-5-kapbokcunat B
¢opme nactoobpazHoit maccer (0,47 T, 43% BBIXOL).

'H SIMP (400 MTI't;, MeOH-d,): & 6,73 (c, 1H), 4,66 (t, J=6,8 I'ri, 2H), 4,35 (x8, J=7,2 T';, 2H), 2,80 (t,
J=7,2 Ty, 2H), 2,34 (¢, 6H), 1,38 (T, J=7,2 ', 3H), 1,31 (¢, 9H);

MC (ESI) m/z: 268,2 (M+H").

K pactBopy atun 3-tper-0yTmi-1-(2-(mumerminaMuno)3tin)-1 H-upaszon-5-kapookcmnata (0,47 r, 1,8
MmoJib) B TT'® (10 mur) modasmsimu Bomusiii LIOH (0,22 1, 5,3 MMoIb, 5 MiT) M cMeCh MepeMEIINBAIH B TCUCHUE
16 4 mpu KOMHATHOW TemrmepaTtype. PacTBOpUTENnH ymalsiu, TYCTYIO JKHIAKOCTh pa30aBisuid Bomou (5 M) u
noakucisiii 50% BOIHBIM pacTBOPOM YKCYCHOM KHcHOTHI 10 pH 5-6. [Ipoxykr skcrparupoBamu EtOAc (2x50
MJI), 00bEeTMHEHHBIE OpraHuIecKue (a3bl MPOMBIBAIH COJIEBBIM pacTBOpoM, cymnin (Na,SO4) U KOHIIEHTPUPO-
BaJil B BaKyyMe, B pe3yJIbTaTe Noiydann 3-tpeT-0yTumi-1-(2-(muMerrunamMuno )31rn)- 1| H-nmupa3zon-5-kapOoHOBYO
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KUCIoTy B opme macroodpaznoit maccsl (0,12 r, 29% BbIxon).

'H SIMP (400 MI'n, JIMCO-de): & 6,56 (c, 1H), 4,66 (T, J=6,0 T'n, 2H), 3,17 (t, J=6,0 I'n, 2H), 2,53 (c,
6H), 1,17 (c, 9H);

MC (ESI) m/z: 240,3 (M+H").

ITpumep B18.

3-tpeT-byTHim3o0kca3o-5-aMuH TOTOBIIIN COTJIACHO c1ioco0y, packpeitomy B WO 99/32111, 0,250.

ITpumep B19.

Cwmech 1,1,3,3-Tetpamerokcunponana (37 r, 226 MMoOIb), TpeT-OyTHATHApasuHTHApOoXIopuaa (28 T, 226
MMcab) 1 KoHnerTpupoBanHo HCI (60 M, 720 mmonp) B EtOH (300 mut) HarpeBasii ¢ 0OpaTHBIM XOJOIHITb-
HUKOM B TedeHrne Houu. CMeCh BIMBAIN B BOJAY W TOJTYYEHHYIO CMECh dKCTparupoBaiiv 3¢upomM. OObearHeH-
HBle OpraHndeckre (aszbl MPOMBIBAIN COJIEBBIM pacTBOpoM, cymmim (MgSO4) 1 KOHIIEHTPHPOBAIM B BaKyyMe, B
pesyabrare nony4anu 1-tper-0yrui-1H-nupazon (25 r, 89% BeIxon).

'H SIMP (400 MT'ni, IMCO-dy): & 7,73 (c, 1H), 7,38 (c, 1H), 6,17 (c, 1H), 1,47 (c, 9H);

MC (ESI) m/z: 125,1 [M+H]".

HNO; (11,7 1, 185 MMoIb) 100aBIIsUH 110 KaluisiM K cMecH 1-TpeT-0yTmin-1H-nmpazona (23 1, 185 Mmmons)
B koHneHTpupoBanHoi H,SO4 (30 mu) mpu 0°C. IMomydennyio cMmech nepemermmBanu npu 0°C B teuenue 30
MHH W BBUIMBAJIM Ha KOJOTHIH Jieq. Boanyro cmech skctparuposanmu EtOAc. O0beinHeHHbIe Opranndeckue ¢a-
3b1 IPOMBIBAJIN COJIEBBIM pacTBOpoM, cymmian (MgSOy4) 1 KOHIIEHTPUPOBAIN B BaKyyMe, B Pe3yJIbTaTe Moyda-
mu 1-tper-0yTuin-4-autpo-1H-mupazomn (20 t, 64% BBIXOT).

'H SIMP (400 MI'u, IMCO-dq): & 8,85 (c, 1H), 8,23 (c, 1H), 1,52 (c, 9H).

Cwmecs 1-Tper-Oytnn-4-autpo-1H-nmpazona (20 r, 118 mmons) u Pd/C (10%, 2 r, 1,9 mmomns) B MeOH
(100 mur) THAPOTESHUPOBAIH TIPH JABICHHH BOJAOpOAa = | aTM NMpH KOMHATHOW TeMIleparype B TedeHue 16 d.
PeakunoHHy0 cMech QIIBTPOBATN U (PUIBTPAT KOHICHTPUPOBAIHN B BaKyyMe, B Pe3yibTaTe MOIyJain 1-TpeT-
Oytun-1H-mmpazon-4-mwramun (15 1, 93%).

'H SIMP (400 MTI'u, IMCO-dq): 8 7,08 (c, 1H), 6,90 (c, 1H), 3,70 (c, 2H), 1,41 (c, 9H);

MC (ESI) m/z: 140,1 [M+H]".

ITpumep B20.

[Moxyuamu cornacHo croco0y, packpsiromy B WO 99/32111.

ITpumep B21.

4,4,4-Tpudrop-3-0okcoOyTHPOHUTPHI U (HEHUITHAPA3UH 00BEIUHAIH, Clieys poueaype npuMepa B22, B
pesysbrare nonydanu 1-penmn-3-(tpudropmernin)-1H-upazon-5-amuH.

"H-SIMP (400 MTI'tr, IMCO-do): 8 7,59-7,50 (m, 4H), 7,42 (m, 1H), 5,78 (c, 1H), 5,73 (ymmp.c, 2H).

IIpumep B22.

PactBop atunrpudropanerara (14,2 r, 0,1 mons) u 6e3Boanbiii aneronutpuia (5,0 , 0,12 mons) B TT'D
(100 mur) nobasism mo karwisiM K cycnensun NaH (60%, 6,0 T, 0,15 mons) B TT'® (100 mur) npu 80°C. [omy-
YEHHYIO CMECh HarpeBajH ¢ OOPaTHBIM XOJIOJMJIBHUKOM B TEUCHHE HOYH, a 3aTE€M OXJIaKAaINd 10 KOMHATHOH
TeMIepaTyphl. PeakiMoHHYI0 cMech KOHIIGHTPHUPOBAIN B BaKyyMe, ocTaTok pazbasmsnn EtOAc u 10% BomHOM
HCI. Opranudeckyro ¢azy nMpoMbIBajIl BOJOH U COJEBBIM pacTBOpoM, cymwmm (MgSO,) 1 KOHIIECHTPUPOBAIHU B
BaKyyMe, B pe3ysibTare mosydanu cbipoit 3,4,4-tpudtop-3-okcoOyTupoHuTpri (15 T), KOTOPBIH HCITOIB30BATH
0e3 TOTTOTHUTEHHON OYHCTKH.

PactBop Metmruapasuna (5,0 T, 60 mmons) u 4,4,4-tpudTop-3-okcodyTuponurpuia (9,8 r, 71 MMob) B
EtOH (50 mm) obpabateiBasin xonnenTpupoBanHoir HCI (5 mur), mosydeHHYI0 cMech HarpeBajid ¢ O0OpaTHBIM
XOJIONWIBHAKOM B T€YCHUE HOYM. PacTBOpHTENb yINajsuii B BaKyyme, HEOUHIIEHHBIA ITPOIYKT PacTBOPSUIM B
EtOAc, mpoMbIBanu HacHIIEHHBIM BOIHBIM pacTBopoM Na,CO; 10 Tex nop, noka pH npoMbIBHOI KUAKOCTH HE
cTaHOBWIICS paBeH 8. Opranudeckue (a3pl KOHIEHTPUPOBAIM M OYHUIIAIN ITyTeM npenapatuBHoil BOXKX, B pe-
3yJIbTaTe MOJyqanu 2-MeTHiI-S-tpudropmermin-2H-nupazon-3-unamus (2,07 r, 21% BeIXOH).

'H SIMP (300 MT'ni, IMCO-dy): & 5,57 (c, 1H), 5,54 (yump.c, 2H), 3,55 (c, 3H);

MC (ESI) m/z: 166,1 (M+H").

ITpumep B23.

Coenunenne u3 npumepa B37 (3,3 1, 17 MMoub) 1o0aBism K pacTBOpY TpeT-OyTokcuaa kamus (1,9 T, 17
MMoutb) B JIMCO (40 mMi1) 1 peakIMOHHYIO CMeCh TiepeMenuBain B atMochepe aprona B Tedenue 15 mun. Jlo-
Gasisuy 2-6pomrpornad (2,9 r, 24 MMOJIB) U IEpEMENINBAITN PEAKIIMOHHYIO CMECh 2 4 MPU KOMHATHON TeMIiepa-
Type. 3areM no0aBisM BoAy M pactBop dkcTparupoBain EtOAc (3x50 mur). Opranndeckue (a3sl IPOMBIBAIIN
BOJIOH M COJIEBBIM pacTBOpoM, cymmin (MgSO,4) 1 KOHIIEHTPUPOBAIN TPH TOHMKEHHOM JaBJIICHUH. XpOMaTo-
rpacus naBana >Twi 3-tper-0yTmi- 1 -n3onponmi- 1| H-mupazon-5-kapooxcunar (1,65 r, 41% BeIxoxm).

'H SIMP (400 MI'n, JIMCO-de): 6,64 (c, 1H), 5,31 (m, 1H), 4,22 (x8, J=7,2 T'wi, 2H), 1,37 (x, J=6,4 Ty,
6H), 1,24 (1,J=7,2 'y, 3H), 1,14 (c, 9H).

MC (ESI) m/z: (M+H") 239,2.

PactBop, cocrosmmii u3 LiOH (2,3 1, 9 mmons) B Boge (12 mir), mo0aBisuin K pacTBOpY 3THI 3-TpeT-
OyTui-1-monponmi- 1 H-mupazon-5-kapookcunata (2,3 r, 9 mmoins) B TT'® (24 M) U peakIIMOHHYIO CMECh Ha-
rpeBann 110 50°C B TeueHne HOUM. PeakIIMOHHYIO CMeCh KOHIICHTPHPOBAJH IPH MOHWKCHHOM JIaBJICHUHU U pas-
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6aBismn Booit. pH pactBopa moBoamim 10 S5 u akcTparuposanu pactBop EtOAc. Opranndeckue ¢asbl IPOMBI-
BaJIM BOJIOH W COJIEBBIM pacTBopoM, cymiian (MgSO,) n KOHIEHTPUPOBAIH IPH HOHMKCHHOM JaBJICHUH, B pe-
3yJbTaTe MOTy4dasu 3-TpeT-0yTii-1-m3onponmi- 1 H-mpason-5-kapbonosyro kucnoty (1,85 1, 93% BeIxon).

'H SIMP (300 MI';, IMCO-dy): 6,62 (c, 1H), 5,37 (m, 1H), 1,35 (1, J=6,6 I';, 6H), 1,22 (c, 9H).

MC (ESI) m/z: (M+H") 211,2.

K nepememmBaemomMy pactBopy 3-Tpet-0yTui-1-u3onpornui- 1 H-nmupa3zon-5-kapooHoBoii kucyioTs! (7,92 r,
38 mMomb) U TpudTWIaMuHa (5,7 T, 56 MMoib) B 1,4-muokcane (80 mir) nobasmsun qudenmndochopunazug (12
T, 44 MMoub). TloydeHHYIO peakIMOHHYIO cMech TnepememmmBany 30 MUH NMpU KOMHATHOW Temmeparype. Jlo-
Gassuy 2,2,2-Tpuxsopatanolt (78 T, 527 MMoJIb) U peakIMoHHyI0 cMech HarpeBamm 1o 100°C. Uepes 4 1 mocie
3aBEPIIEHUS PEAKINU PEaKIIMOHHYIO CMeCh Pa30aBIIsIi COJIEBBIM pacTBOpoM | dKcTparuposBaimn EtOAc. Opra-
HUYecKyto (azy npombiBaiay BoroH, cynmmian (MgSO,) 1 KOHIEHTpHUpOBak B Bakyyme. OdrcTKa ocTaTKa ITyTeM
xpomarorpadun nasaia 2,2,2-TpuxJIOpaTHI 3-TpeT-0yTii-1-n3onponui-1 H-nupazon-5-nnkapbamar (4,0 T, 31%
BBIXOJI).

'H-SIMP (400 MI'n, IMCO-dg): 9,85 (c, 1H), 5,94 (c, 1H), 4,90 (c, 2H), 4,37 (m, 1H), 1,27 (1, J=7,2 T,
6H), 1,18 (c, 9H).

MC (ESI) m/z: 356,1 (M+H").

[Tpumep B24.

OcymecTBisun peaknuio 4-propdernnooponoBoit kuciaotsl (1,0 T, 7,15 MMOIB) ¢ cOeTMHEHUEM U3 TIPH-
mepa B38 (1,56 T, 10,7 mmons) B mpucyrcrBun anerara meau(Il) (1,95 r, 10,7 mmoins) npu 80°C B Teuenue 3 4 B
mupuauHe (15 mut), B pesynbrare momydand mpoaykT 3tun  1-(4-dropdenmn)-3-uzomonmi- 1 H-mupazon-5-
kapOoxcmiar (0,95 r, 48% BeIxox).

'H SIMP (400 MI't, IMCO-dg): & 7,45 (M, 2H), 7,30 (M, 2H), 6,9 (c, 1H), 4,17 (xB, J=6 I'n;, 2H), 2,9 (M,
1H), 1,25 (#, J=6 I'n, 6H), 1,18 (&, J=6 ', 3H);

MC (ESI) m/z: 277,0 (M+H").

Otunossit 3¢up (0,9 T, 3,3 MMOIB) TUAPOIU3OBATM MOHOTHApaToM Tuapokcuma ywmtus (0,67 r, 16,0
mMMmonb) B cmecn TI'®d/stanon/Bona, B pesynabrate monydanu 1-(4-¢ropdennn)-3-nzonponui-1H-nmupazon-5-
kapOoHoBy0 kucnoty (0, 71 r, 88% BeIxX0xn).

'H SIMP (400 MT'ri, IMCO-dg): & 7,47 (M, 2H), 7,30 (m, 2H), 6,89 (c, 1H), 2,97 (M, 1H), 1,25 (x, J=6 Ty,
6H), 1,17 (1, J=6 ', 3H);

MC (ESI) m/z: 249,0 (M+H").

ITpumep B25.

[IpoBoammm peakiuio 3-nuanopeHmI00poHoBOH KucioTh (0,4 T, 2,74 MMOIIB) C COeTMHEHUEM U3 TTPUMEpa
B38 (0,5 1, 2,74 mmouts) B ipucyrctBun anetata meau(1l) (0,5 r, 2,74 mmons) npu 80°C B TeueHue 3 4 B HPH-
nmuHe (3,5 M), B pe3yabTare moxyqanu 3tun 1-(3-mmanodennn)-3-u3onponui- 1 H-mupason-5-kapooxcunar (0,18
T, 24% BBIXOT).

'H SIMP (400 MI't, IMCO-de): & 8,06 (M, 1H), 7,92 (m, 1H), 7,83 (v, 1H), 7,69 (m, 1H), 7,02 (c, 1H),
4,20 (xB, J=6 I'y, 1H), 3,00 (M, 1H), 1,26 (7, J=6 I', 6H), 1,20 (T, J=6 I'rt, 3H);

MC (ESI) m/z: 284,2 (M+H").

lunponu3 sdupa ¢ HCMONB30BaHMEM MOHOTHApATa THAPOKCHAA JHTHA naBan 1-(3-nmanodeHwn)-3-
n3onpomui- 1 H-mpazon-5-xkap6oHoByto kucioty (94% BBIXO).

'"H SIMP (400 MTI'ti, IMCO-de): & 8,02 (M, 1H), 7,89 (m, 1H), 7,83 (m, 1H), 7,67 (m, 1H), 6,97 (c, 1H),
3,00 (M, 1H), 1,26 (xB, J=6 I't, 6H);

MC (ESI) m/z: 256,0 (M+H").

ITpumep B26.

6-(2-(qudenunmermnen)ruapasuamn)xuonud (4,0 r, 12,3 MMoib) u 4-MeTHII-3-OKCOIIEHTaHOHUTPHIIA
(1,5 1, 13,5 Mmmounp) oOBenuHsIN, chexys npoueaype npumepa B8 (cmocob 2), B pesynpTare mosydamu 5-
U30TIPOIIII-2-XHHOTUH-6-m1-2H-tupazon-3-mwnamus (1,1 1, 35,5% BBIXO).

'H SIMP (400 MI'u, CDCLy): & 8,93 (nz, J=4,4, 1,6 T, 1H), 8,21-8,18 (v, 2H), 8,05-8,02 (v, 2H), 7,44 (nx,
J=8,4, 4,4 I'u, 1H), 5,56 (c, 1H), 3,85 (ymup.c, 2H), 2,97 (m, 1H), 1,31 (1, J=6,8 ', 6H);

MC (ESI) m/z: 253,2 (M+H").

ITpumep B27.

K pactBopy 6-metnmmupunun-3-amuna (12 r, 0,11 mons) B konnenTpuposannoit HCI (40 mur) mpu 0°C no-
6aBistmn pactBop NaNO, (7,7 r, 110 Mmmonb) B Boae (30 mir) 1 nosnydeHHyI0 cMech nepemerimBany npu 0°C B
teuenne 1 4. Jlobasmsumm pacteop SnCl, (50 r, 0,22 monb) B konuentpupoBanHoid HCI (60 mu) npu 0°C. Peax-
IIHOHHBIN PacTBOp HarpeBaiii IO KOMHATHOW TEMIEpaTyphl U IepeMernuBaiy B Tedenne 2 4. Ocamok cobupann
(unbTpoBaHMEM, B PE3yNbTaTe MONYyYaIHd S-THAPAa3UHWI-2-MeTHImupuanHa ruapoxiopun (10 r, 57% Bwixon),
KOTOPBIA UCITOJIL30BaH 0€3 TOTIOTHATEIFHOW OUNCTKH.

Cmech ruapoxiopuna S-ruppasuHwi-2-MetwinupuauHa (5,0 v, 31 Mmonb) u 4,4,4-TpudTOop-3-0KCO-
oyruponutpmuia (9,0 T, 65 mmons) B dtaHone (50 M) obpabareBanm koHIeHTprUpoBanHo HCI1 (5,0 mm, 60
MMOJIBb) U TIOJIy4EHHYIO CMECh HarpeBaJi ¢ 0OpaTHBIM XOJIOAMIBHUKOM B TeUCHHE HOUU. PacTBOpHUTENh YIS
B BakyyMe, ocTaTok pacTtBopsiau B EtOAc u HelTpanu3oBaiu HachleHHBIM pacTBopoM Na,CO;. Opranuue-
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ckyto ¢azy cymman (Na,SO,4), KOHIICHTPUPOBAIM B BaKyyMe M OUMINAIH ITyTeM npenapatuBHoit BOXX, B pe-
3ynpTare monydanu 2-(6-mMeTwinupuanH-3-mn)-S-tpudropmerun-2H-nupaszon-3-unamun (1,3 r, 10% BbIXOQ
rmociie 2 CTaauid).

'H SIMP (400 MTI'u, CDCls): 8 9,11 (1, J=1,6 T, 1H), 8,40 (un, J=8,4, 2,4 T, 1H), 7,62 (n, J=8,4 ', 1H),
5,97 (c, 1H), 2,80 (c, 3H);

MC (ESI) m/z: 243,2 (M+H").

ITpumep B28.

PacTBOp »THIIIMKIIONIEHTaHKapOOKCHIaTa (MOMYYCHHBIH IyTeM STepUPHUKAIINA KOMMEPUYECKH TOCTYITHOM
IIUKIIOTICHTaHKapOOHOBOM KucIOTHI, 30 1, 0,21 Moup) u anerorutpmia (10,1 r, 0,25 monp) B cyxom TT'D (80 mur)
nobaBmsn o kaywsaM k cycnensun NaH (12,5 1, 0,31 monp) B cyxom TT'® (80 mur), momydeHHYIO cMech Harpe-
BaJIM C 0OpaTHBIM XOJIOAWIBHUKOM B TEUEHHE HOUU. PeakIIMOHHYI0 cMeCh KOHIIEHTPHPOBAIH IIPH MTOHNKEHHOM
JIABJICHUM | pa3aeisuii Mexay Boxoit u EtOAc. Boanyto da3y otmensimu, mnopoguwnu pH 10 8 u skcTparupoBaiu
EtOAc. O0beimHEeHHbBIE SKCTPAKTHI MPOMBIBAIIM COJIEBBIM pacTBOpoM, cymrmin (MgSO,) M KOHIIEHTPUPOBAIIH, B
pe3yibTare Mmoyydyaiu 3-IUKIONEeHTUI-3-0KconponaHoHUTpuiI (26 , 90% BbIX011), KOTOPBHIA MCHOJIB30BAIN HA
CJICYIONICH CTaqUII 0€3 JOMOTHUTEIBHON OUUCTKH.

'H SIMP (400 MI'u, IMCO-dq): 8 4,06 (c, 2H), 2,92 (M, 1H), 1,41-1,77 (M, SH).

I'mppoxnopun ruapokcmiamuHa (6 T, 86 MMOJb) M 3-IMKIONEHTHI-3-0Kconponanonutpun (10 r, 73
MMOJIb) mobaBisuti K pactBopy NaOH (9 1, 225 mmons) B Boae (100 Mi1) U MOJTYACHHYIO CMECh HarpeBaJId MPH
50°C B Teuenne Houw. Ocanok coOupanu (UILTPOBAHHEM, NPOMBIBAIN BOAOW M CYLIMJIM C MOJyYEHHEM 3-
UKJIOTICHTHIIN30KCca301-5-amuH (6,7 T, 61% BbIXON).

'H SIMP (400 MTI'u, IMCO-dq): 8 6,43 (c, 2H), 4,77 (c, 1H), 2,84 (m, 1H), 1,87-1,51 (m, 8H);

MC (ESI) m/z: 153,1 (M+H").

ITpumep B29.

PactBop H-BuLi B rexcanax (242 mur, 387 MMoib) 100aBIsIHM K pacTBOpY Aum3onponmiamuHa (39,1 r, 387
MMoub) B 6e3BogHOM TI'® (300 mur) mpu -78°C M modydeHHYIO CMech IepeMemrBaii B TeueHne 30 MUH 1pH
-78°C. B 3Ty cMech 1o KaruisiM J00aBiIsiIM pacTBOp STHINMKIONEHTaHKapookcunara (50 T, 352 mmons) B Ge3-
BogHOM TT'® (150 mu). Peakumonnyro cMmech nepeMeruBanu pu -78°C B Tedenue 1 4. JI0GABISUN MO KaTuisaM
nomomeTad (79,2 T, 558 MMOJb) U TOTYYEHHYIO CMECh HArpeBaIM 10 KOMHATHOW TEMITEPaTyphl U IepeMeIIiBa-
71 B TedeHrne Houu. CMech BIMBAIN B BOAY M AKCTPArupoBaliv dTHIOBEIM d(hupoM. OObeAMHEHHBIE SKCTPAKTHI
MIPOMBIBAJIA COJIEBBIM pacTBOpoM, cymmiu (MgSO,) ¥ KOHIIEHTPUPOBAIH B BaKyyMme, B pe3yibTaTe MOIydalid
oTin 1-MetmnnukioneHTankapookcmnara (47 r, 85%).

'H SIMP (300 MI', IMCO-dq): & 4,03 (x8, J=7,2 I'ei, 2H), 1,37-2,03 (m, 8H), 1,15-1,12 (m, 6H).

Otun 1-mermmukionenrankapookcunara (47 r, 301 mmous), anetonutpun (14,5 r, 363 mmons), NaH (18
r, 450 Mmmonp) NaOH (6,8 1, 170 MMoIIb) ¥ THAPOXIIOPUA THAPOKCHIaMUHA (4 T, 57 MMOJIb) TIOCIIEIOBATENHHO
OoObEAMHIIN, CJeIys Tpoleaype, aHaJlorMuyHOH npumepy B28, B  pesymprare mnomydamn 3-(1-
METHIIIUKIIOICHTII ) u30Kca3ou-5-amuH (7 T, 70% BBIXOX TOCIHE 2 CTaui).

'"H SIMP (400 MT'1, IMCO-d¢): 6,41 (c, 2H), 4,81 (c, 1H), 1,91-1,86 (m, 2H), 1,67-1,48 (m, 6H), 1,19 (c,
3H);

MC (ESI) m/z: 167,1 (M+H").

ITpumep B30: K cycnensun Na,CO; (36 T, 339 mmons) B CH,Cl,

(300 mur) mobaBnsmm 1-Tper-0yTiin-1H-mupazon u3 npumepa B19 (21 r, 170 mmoins) u Br, (9 mi) u mosry-
YEHHYI0 CMECh IEepPEeMEIINBANN NP KOMHATHOH TeMmIepaType B TeUeHHE HOYHM. TBepaoe BEIIECTBO YOAISIH
dunpTpoBanueM u ¢uibTpaT npombiBasii CH,Cl,. @miibTpaThl TPOMBIBAIA BOAOW U COJIEBBIM PAacTBOPOM, CY-
i (MgSO,) 1 KOHIICHTPUPOBAJH, B Pe3yJIbTaTe MOTydasid Chipoi 4-0poM-1-Tper-0yTmn-1H-mmpazon (29 T,
85%), KOTOPBI NCTIONB30BAIH O€3 TOTTOTHUTEIHHON OUHCTKH.

'H SIMP (300 MI', CDCLy): 8 7,49 (c, 1H), 7,45 (c, 1H), 1,53 (c, 9H);

MC (ESI) m/z: 203 [M+H]".

K pactBopy 4-Opom-1-tper-0yTun-1H-mupazona (15 r, 74,3 mmons) B 6e3BomaoM TI'® (100 mim) mpu
-78°C nobasmsum H-BuLi (2,5M B rekcane, 53 mi, 132 mmons) B atMocdepe N, ¥ IOTydeHHYI0 CMECh TiepeMe-
muBasy 1ipH -78°C B Teuenune 30 muH. JloGaBisin H30BITOK CyXoro Jbaa npu -78°C, cMech MEJICHHO HarpeBa-
T 1O KOMHATHOM TeMIepaTypsl U NepeMEIINBAIN B T€UEHUE HOUU. PeakllMOHHYI0 CMeCh KOHIIEHTPUPOBAIH B
BakyyMe, 1obasisum Boay U poBoamnu pH no pH 3 myrem nob6asnenus 2u. Boguoit HCI. Boxuslit pactBop 9Kc-
TparupoBainn EtOAc. DKCTpakThl MPOMBIBAIM COJIEBBIM pacTBopoM, cymmim (MgSO,) U KOHLEHTPUPOBAIH B
BakyyMme. OcrtaTok mnepekpuctaumzoBsiBan (EtOAc-nerposeiiHelii 3¢up), B pe3yiabraTe IoJydand 1-Tper-
Oyrni-1H-mmpazon-4-kapbonoByro kucinory (8,0 r, 67% BbIxoq).

'H SIMP (300 MI'u, CDCLy): 8 8,10 (c, 1H), 8,03 (c, 1H), 1,64 (c, 9H);

MC (ESI) m/z: 168,9 [M+H]".

ITpumep B31.

Huknonentun-3-okconponanonutpmwi (8 r, 0,058 momw), metwnrunpasun (40% Bomaei, 32,5 T, 0,29
Moutb) 1 koHTeHTprupoBanHoit HCI (40 mn, 0,48 moinb) obweaunsuin B EtOH (200 Mi1) U peakiimoHHYIO CMeCh
HarpeBajy ¢ 0OpaTHBIM XOJIOMWIEHUKOM B TedeHHe HOun. CMech KOHIIEHTPHUPOBAIN B BaKyyMe, BIMBAIHN B BOLY
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n npombiBai EtOAc (3x100 mi). Bognayto pakmuro moakucisian 10 pH 8 BogasiM NaHCO; u axcTparuposa-
i cmech EtOAc (3x100 mi1). DKCTpaKkThl MPOMBIBAIM COJEBBIM pacTBOpoM, cymmm (Na,SO,) U KOHIIEHTPUPO-
B B BakyyMme. Kpucramnmsauus n3 EtOAc naBana S-tmknonentin-2-metmin-2H-nupason-3-mwiamun (2,1 T,
22% BBIXON).

'H SIMP (400 MT';, IMCO-dg): & 5,05 (c, 1H), 4,95 (c, 2H), 3,39 (c, 3H), 2,75 (m, 1H), 1,78 (v, 2H),
1,62-1,50 (M, 6H);

MC (ESI) m/z: 166,2 [M+H]".

ITpumep B32.

B cmecn HacwimeHHbIH OukapOoHAT HaTpus:Toyos:dTaHoN (1:2:1) (20 Mi1) pacTBOPSITH METHI 2-TpeT-
OyTniI-4-XJ10pnupuMuIH-5-kapbokcmnar (2,71 r, 11,85 mmons), dennndoponoByto kuciory (2,88 r, 23,7
MMOJIb) ¥ K 3TOMY no0aBisui TeTpakuc-(tpudenmndocdun)mamranuii(0) (300 mr).

Peaknmonnyto cMmech nepemenuBany npu 75°C B atmocdepe aprona B Teuenne Houu. [locie paz6aBieHus
stwnaneratom (75 mi) u Bomoit (75 mit) cMech GunbTpoBaiu uepes Celite u otnensim opraandeckyio dazy. Op-
raHn4decKyio (¢a3zy mpoMbeiBamu 5% nuMOHHOW KucioTod (75 mir), coneBbIM pacTBopoM (75 M), CYIIHIH
(Na,SO,) u ynapuBany IpH MOHIKEHHOM JIaBJICHWH, B pe3yjbTaTe ITOJIydald HOIyTBEpAoe Macio. TBepaoe
BEILIECTBO OYMINAIN IMyTeM xpomatorpaduu (kosonka Biotage Si-40, 5-30% stunanerat/rekcan - 900 mi), B
pe3ysbTaTte MoJTydaia IIPO3pavyHOe T'yCTOe Macllo, KOTOpOe 3aTBEpIeBano ¢ o0pa3oBaHHEM O€JIOr0 TBEPIOTO
BEILIECTBA, KOTOPOE MACHTH(UIMPOBAIN KaK METHI 2-TpeT-0yThi-4-QeHmInIpuMuanH-5-kapookcunar (2,58 r,
81% BBIXOM).

'H SIMP (300 M, IMCO-dg): 8 1,39 (c, 9H), 3,70 (c, 3H), 7,49-7,52 (m, 3H), 7,61-7,63 (M, 2H), 9,04 (c,
1H);

MC (ESI) m/z: 271,3 (M+H").

B cmech 1:1:1 meranom:auokcan:BoAa (15 M) momemanud MeTHI 2-TpeT-O0yThin-4-QeHuImupUMHATAH-5-
kapOokcunat (2,58 t, 9,54 mmons) u ruapat ruapokcuaa autast (1,20 T, 28,6 Mmmons). PacTBop nepemermmBanu
IpY KOMHATHOW TeMIiepaType B TedeHne Houn. CMechk pa3baBisuin stminaneratoM (70 mur) u npomsiBamm 5%
mumonHO# kucioTor (100 mi). Opranuueckyro a3y TpOMBIBAIM COJEBBIM pacTBopoM, cymm (Na,SOy4) u
yHapuBajy MPHU HOHIKEHHOM JaBJICHUH, B pe3yJibTaTe MOydasnd Oeroe TBepIOoe BEHmIeCTBO, MACHTH(HUIINPO-
BaHHOE KaK 2-TpeT-0yTHi-4-(eHIIMpUMHINH-5-kapOoHoBas kucioTta (2,31 1, 94% BrIxon).

'H AMP (300 MTI'u, IMCO-dy): & 1,38 (c, 9H), 7,48-7,50 (m, 3H), 7,64-7,67 (m, 2H), 9,01 (c, 1H), 12,75
(c, 1H);

MC (ESI) m/z: 257,3 (M+H").

ITpumep B33.

B aranon (25 mu) momemmanmu ruapoxiopua nuBanamuanHa (1,138 r, 8,33 mmons). [lonydennyro cmech
obpabateiBanu 21% sToxcuaom Hatpus B ataHoune (2,70 r, 8,33 MMoIb) U IepeMenInBaIy IpU KOMHATHOH TeM-
neparype B TedeHue 15 wmuH. K 3TOM cMecn J00aBmsumd OTHIT  2-(3TOKCHUMETHIIEH)-4,4,4-TpudTop-3-
okcobyranoat (2,00 r, 8,33 MMob) B aTaHose (10 mMiT) U mepeMemBaliIy MPU KOMHATHOW TeMIIepaType B Tede-
Hue Houn. CMech HarpeBaity ¢ 0OpaTHBIM XOJOAMIFHUKOM B TeUeHHE | U OXJa)KAalli A0 KOMHATHOM TeMIiepa-
TYpHI, YIIapUBAJIHU [IPY MOHWKEHHOM JaBJICHHUH, B pE3yNIbTaTe MOJIydanu cycren3nio. CyCIeH3HI0 pacTBOPSITH B
cmecu strianeraTa (75 min) u 5% mumonHON KuCHOTH (75 Mi). Opranndeckyio a3y IpOMBIBAIIN COJIEBBIM pac-
TBOpoM, cymmm (Na,SO4) U ynapuBaiv MpH MOHUKEHHOM JaBJICHUH, B pPe3yJbTaTe MONIyJald TYCTOE MacJo,
KOTOpO€ HACHTH(HUIMPOBAIHN KaK 3THI 2-TpeT-OyTHi-4-(TpudropMeTin)mupuMuanH-5-kapookemnar (1,67 T,
72% BBIXON).

MC (ESI) m/z: 277,0 (M+H").

ITpumep B34.

Crenys npoueaype, aHaIOTHYHON npumepy B32, metnit 2-TpeT-0yTHi-4-X10pIUpUMUANH-5-KapOOKCHIIaT
(0,849 1, 3,71 wmmomnb), N-meTwnuHION-5-60poHOBYI0 KHciory (1,30 1, 7,43 MMomb) W TeTpakwuc-
(tpudennndochun)nammaanii(0) (86 Mr) oOBEIUHSIM C TMOJYICHHEM MeTun 2-TpeT-Oytmin-4-(1-metmn-1H-
WHJIOJI-5-1IT) IUPUMHUIHH-5-KapOokcuiara (898 mr, 74% BbIX0x).

'H AMP (300 MI'ty, IMCO-de): & 1,40 (c, 9H), 3,70 (c, 3H), 3,82 (c, 3H), 6,57 (c, 1H), 7,41-7,44 (m, 2H),
7,53 (m, J=8,6 I'y, 1H), 7,92 (c, 1H), 8,94 (c, 1H);

MC (ESI) m/z: 324,0 (M+H").

Crnenys mponeaype, aHaiormdHod mpumepy B32, wertun 2-tper-Oyrtmin-4-(1-metwn-1H-unmgon-5-
W) IAPUMUIAH-S5-KapOookcwmaT (898 mr, 2,78 MMoIb) U TuapaT TuapokcHaa autus (466 mr, 11,11 MMonb) 00b-
SMHIIM C ToJydeHueM 2-Tper-OyTui-4-(1-merwi-1H-uHnon-5-un)mpumuaua-5-kapoonoBoit kucinots! (833
Mr, 97% BBIXOJ).

'H SIMP (300 MTI'tr, IMCO-dq): & 1,39 (c, 9H), 3,82 (c, 3H), 6,54 (c, 1H), 7,40 (c, 1H), 7,52 (m, 2H), 7,94
(c, 1H), 8,91 (c, 1H), 12,70 (c, 1H);

MC (ESI) m/z: 310,0 (M+H").

ITpumep B35.

PactBop 6e3BomHOTO aneronuTpmia (2,3 r, 56 mmois) B TT'® (100 mur) mobasisumm o karsm nipu 80°C k
cmecu NaH (60%, 2,8 r, 70 MMounp) U MeTHI 2-1iMaHo-2-MeTuinponanoara (6 r, 47 mmons) B TT'® (100 mu).
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[MomydeHHyI0 peakIMOHHYIO CMECh HarpeBaiu ¢ 0OpaTHBIM XOJIOJWILHUKOM B TeueHHe 8 4. PacTBopuTens yna-
JSUTH B Bakyyme, octaTtok paz6asisuin EtOAc u npomeiBaim 10% HCI, Bono#t n coneBbiM pactBopoM. OpraHu-
geckne (azpl cymmau (MgSQO4) W KOHIEHTPUPOBAIM B BaKyyMe, B pe3ylbTaTe 4ero IOJIydalid ChIpO 2,2-
TIUMETHII-3-0KCOTICHTAHTUHUTPWIA (4 T), KOTOPHIA MCIIOJB30BalM B PEAKIUU CICAYIOMEeN cTanuy 06e3 ITOTOTHH-
TEJIbHON OUUCTKHU.

PactBop 2,2-numMeTni-3-okconeHTaHAMHATPIII (4,0 T, 29 MMoib) U ruapoxiopuna heHuaruapasuna (4,6
1, 31 Mmmoms) B EtOH (50 mur) o6pabareiBamu 2H. pactBopoM HCI (10 M, 20 mmons). PeakiimonHyro cMech Ha-
rpeBasid ¢ 0OpPaTHBIM XOJOMUILHUKOM B TeueHue 4 4. [locie oxnaxaeHus cMmech Heirpammzopai NaHCO; 1o
pH 7-8 u 3arem skctparupoBanm EtOAc (3x100 mur). Opranudeckue (a3l KOHIEHTPHPOBAIN, OCTATOK OYHIIA-
M myTeM  xpomartorpadum, B pesyibTare  noiydanu  2-(5-amuHO-1-¢enwmn-1H-mmpazon-3-mm)-2-
MmetwinponanoHuTpui (3,5 r, 33% BbeIXox, 2 cTaaun).

'H SIMP (300 MI', IMCO-dq): & 7,56-7,31 (m, 5H), 5,52 (c, 1H), 5,45 (ymmp.c, 2H), 1,61 (c, 6H);

MC (ESI) m/z: 227,1(M+H").

PactBop 2-(5-amuno-1-¢pennn-1H-nmupa3zon-3-mn)-2-merunnponuonurpuwia (1,0 v, 7,4 MMOJb) U BOIHBIH
NaOH (2M, 11 m, 22 mmons) B EtOH (10 M) marpeBanu g0 70°C B Teuenune 12 4. PeaknmoHHy0 cMech pasje-
TSI MeXAy 3(GUpoM U BooH, BoaHbIN pacTBop moakucisuin HCI no pH 4-5. Boanyro ¢asy skcrparuposanu
EtOAc (3x50 mutr), 9KCTpakThl KOHIIEHTPUPOBAIN B BaKyyMme, B pe3ylibTaTe MOIydad ChIpyro 2-(5-amMuHO-1-
¢ennn-1H-nmpazon-3-mn)2-metuimnponanoeByro kucioty (0,7 T, 39% BbIX0x), KOTOPYIO HCTIONB30BaIH Oe3 1o-
MOJIHUTENBION OYNCTKH.

Konuentpuposannyro H,SO, (0,5 M) mobasisiin k pactBopy 2-(5-amuHo-1-penni-1H-mupazon-3-wmm)-2-
MetuinponanoeBoit kucaotsl (0,7 1, 28,5 mmoinb) B EtOH (10 M) u peakuuoHHyto cMech Harpesaiu mnpu 45°C
B TeueHHe 2 4. Peakunonnyto cMmech Helfrpanusosanu BogasiM NaHCOj; u 3atem sxctparuposamu EtOAc (3x20
wt). OObeANHEHHBIE SKCTPAKTHI MPOMBIBAIHM BOAHBIM pacTBopoM NaHCO;, cymmmm (Na,SO,4) 1 KoHIEHTpHpO-
Ball B BaKyyMme, B pe3yibTaTe Moiaydaind JITwi 2-(5-amuHO-1-henni-1H-mupa3on-3-un)-2-MeTuanponaHoar
(710 mr, 91% BBIXOT).

'H SIMP (400 MI't, IMCO-dq): & 7,62 (n, J=7,6 T, 2H), 7,52 (t, J=7,6 T, 2H), 7,35 (t, J=7,6 ['n, 1H),
5,47 (c, 1H), 5,35 (ymmwup.c, 2H), 4,12 (B, J=7,2 I'ry, 2H), 1,50 (¢, 6H), 1,22 (1, J=7,2 ', 3H);

MC (ESI) m/z: 274,1 (M+H").

ITpumep B36.

PactBop 2,2-muMerni-3-okconeHTanauauTpuiaa (9 r, 66 MMonb) U MetuiaruapasuHa (3 r, 66 MMoOIb) B
EtOH (100 mir) obpadarsiBanu konnentpuposansoit HCI (16,5 mi, 198 MMoIb) ¥ OJy4eHHYIO CMECh HarpeBa-
71 ¢ 00paTHBIM XOJIOAWJIFHUKOM B TeUSHHE HOYM. PacTBOpHUTENs YA PU IIOHMKEHHOM JIaBJICHUH, OCTaTOK
OUMIIAIM IyTeM Xpomarorpaduu, B pes3yilpTare mnoimydanu 2-(5-amuHo-1-merwi-1H-nupason-3-wun)-2-
MeTwimnponanoHuTpui (2,7 r, 25% BeIxon).

'H SIMP (300 MI', CDCLy): & 5,56 (c, 1H), 3,63 (c, 3H), 1,67 (c, 6H);

MC (ESI) m/z: 165,2 [M+H]".

Cwmech 2-(5-amuno-1-merun-1H-nupason-3-wm)-2-metunnponanonutpuna (1,4 r, 8,5 mmons) B EtOH (30
MJ1) oOpabateiBasii KoHIEHTpUpoBaHHOW H,SO, (3 Mi1) M moSydeHHYI0 CMeCh HarpeBajM ¢ OOpaTHBIM XOJO-
MUIBHUKOM B TeueHne 10 mHel. PeakiMoHHYIO CMeECh HEWTpaIM30Bali HACHIIICHHBIM BOJIHBIM PacTBOPOM
NaHCO; u skctparupoBamu cmech EtOAc. Opranndeckue (a3pl MPOMBIBAIH COJICBHIM PAaCTBOPOM, CYIIIHIIH
(MgSO,) n xoHmenTpupoBaiu B Bakyyme. [lepexkpucrammmsanus (EtOAc/merponeitnsiii 2¢up) maBanga dTUI 2-
(5-ammno- 1 -metmin- 1 H-upazon-3-um)-2-metunmnponanoar (0,8 r, 44% BeIxox).

'H SIMP (300 M, IMCO-dg): & 5,13 (c, 1H), 5,04 (c, 2H), 4,00 (x8, J=6,9 I'n, 2H), 3,41 (c, 3H), 1,11 (1,
J=6,9 I', 6H);

MC (ESI) m/z: 212,0 [M+H]".

ITpumep B37.

Merammueckuit Hatpuii (13,8 1, 0,5 Monp) nopuusaMu godasisum B nensHoi 0e3oausiit EtOH (700 mu).
ITocne 3aBepuieHus pactBopenust Na, cmech 3,3-muMetminOyran-2-oHa (50 r, 0,5 MoJB) ¥ IO KarusiM JO0aBIsLIH
JUATUIOBBIN 3(up 1aBenaeBoil KucioTsl (77 mi, 0,5 Moie). PeakimoHHYI0 cMech IEPEMEITUBAIIN C OXJIAXKICHH-
eM Ha OaHe Jie-coutb 10 Tex nop, noka TCX He moka3aia 3aBeplIieHHe peakuy. JJ00aBIsH yKCYCHYIO KHCIIOTY
(38,1 mr, 0,5 MoJIb) W TIEpEMENTMBAIA CMECh TP KOMHATHOHN TemmepaType B Teuenne 30 MuH. PeaknmoHHyO
CMECh OXJIKIaIH Ha O0aHe CO CMECHIO JIbJIa U COJIM W 00padaThIBaHM TUApa3uH ruapatom (29,4 t, 0,5 mMounb).
ITocne 3aBepmieHns 100aBICHUS CMECh HArpeBajIHl A0 KOMHATHOW TeMIepaTyphl U MEpeMEIInBaIH 10 3aBepIIe-
HUs peakiyn (cormacHo TCX). PeakunoHHYI0 cMech KOHIIEHTPHPOBAIHM NPHU TOHIDKEHHOM IaBJICHHH U CHOBA
pactBopsiin B EtOAc. PactBop B EtOAc npomeiBanin NaHCO3, coneBsIM pacTBOpOM 1 BoJoi, cymmian (MgSO,)
¥ KOHIIGHTPUPOBANU B BakyyMe. [lomyueHHOE TBepIOE BEIIECTBO NMPOMBIBAIHM XOJIOTHBIM IIETPONICHHBIM 3(u-
poM, B pe3ylibTare Hoiydanu 3T 3-TpeT-0yTni-1H-mmpason-5-kapbokcmnat (49 r, 50% BbIxon mociie ABYX
cTamuii) B popMe OEoro TBEPIOro BEIIECTBRA.

'H SIMP (400 MI', CDCLy): & 6,65 (c, 1H), 4,38 (xB, J=6,8 I', 2H), 1,39 (1, J=6,8 ', 3H), 1,35 (c, 1H);

MC (ESI) m/z: 197,2 (M+H").
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ITpumep B38.

Crenys npouenype, ananoruaHoi npumepy B37, 3-metunOyran-2-on (100 1, 1,16 Mosb) npeBpalnaiy B
st 3-m3onponmi- 1 H-mupason-5-kapookcunat (90 1, 42% BeIxon, aBe cTaanu) B GpopMe TPpsA3HO-0ETI0ro TBEp-
JIOTO BEIIIECTBA.

'H SIMP (300 MI', CDCL3): & 12,00 (c, 1H), 6,57 (c, 1H), 4,30 (x8, J=1, 2 ['n, 2H), 3,00 (M, 1H), 1,46 (1,
J=7,2 T, 3H), 1,28 (1, J=6,8 I'y, 6H);

MC (ESI) m/z: 183,3 (M+H)).

ITpumep B39.

A3OTHYIO KUCIOTY (2 MII) JOOABISUIM K TepeMelBaeMoMy pacTBopy uHpaszona (5,0 T, 42 MMOJb) B YK-
cycHoi kucnote (40 mi) npu 0°C. IloxydyeHHyI0 cMeCh IepeMEIMBaNy IPU KOMHATHON TeMIIEpaType B TeUCHUE
30 muH. JIo6aBIIsAIN YKCYCHBIN aHTUApHU (6 MII, Cpa3y) U IepeMEIuBaIN CMeCh TPY KOMHATHOH TeMIiepaType B
TeUeHHe HOYW. PacTBOpUTEND yAAISIM ITPY NOHMKEHHOM JaBJIEHHH, OCTATOK OYHMINAIM IIyTeM XpoMarorpaduy,
B pe3ynbTaTe nomxydanu 3-uutpo-1H-unnason (3,4 r, 49% Beixon).

'H SIME (400 MTI'tr, IMCO-de): 8 14,46 (c, 1H), 8,12 (m, 1H), 7,76 (m, 1H), 7, 57 (m, 1H), 7, 48 (M, 1H).

Konnenrpuposannyto H,SO4 (2 i) nobasmsimm x cycriensun 3-autpo-1H-nanazona (3,4 r, 21 Mmois) B
2-MeTui-ripornan-2-oiie (30 mi1) u momy4eHnyro cmech HarpeBanu 70 180°C B cranpHONM 6oMOe. PeakimoHHyI0
CMECh OXJIAXKJAJIH 10 KOMHATHOW TemriepaTypsl U pazoasisuin EtOAc. Opranndeckyio ¢asy MpoMbIBaIH COJle-
BBIM pacTBopoM, cymmian (MgSO4) ¥ KOHICHTPUPOBAJIH, B pe3yibTare Mnoiydanu l-tper-Oyrmi-3-uurpo-1H-
uHnasoin (3,4 r, 76%).

'H SIMP (400 MT'n, IMCO-dy): & 8,18-8,15 (m, 2H), 7,59-7,49 (m, 2H), 1,76 (c, 9H).

Cwmechb 1-tper-0yTHi-3-uurpo-1H-unnazona (3,0 r, 14 mmons) u Pd/C (1 r) B8 MeOH (50 mi1) rugporenu-
poBay (1 aT™M) mMpu KOMHATHOW TemIepaType B TeueHne 2 4. PeaknmoHHyI0 cMech (GHIbTpOBaIM U QHUILTPAT
KOHIICHTPUPOBAJIN M OUYHINAIN IyTeM XpomaTorpaduu, B pe3yibraTe monyqanu 1-tper-OyTwin-1H-unmgazon-3-
nnamud (1,7 T, 68% BeIXOT).

'H SIMP (400 MI't, IMCO-de): & 7,67 (m, 1H), 7,52 (m, 1H), 7,19 (m, 1H), 6,89 (m, 1H), 5,32 (c, 2H),
1,58 (c, 9H);

MC (ESI) m/z: 190,1 [M+H"].

IIpumep B40.

B atanon (40 Mi1) moMeniany THIPOXJIOpHT TpeT-OyTrikapOamuanaa (3,71 T, 27,2 MMOIb). DTy cMech 00-
pabatsiBanm 21% stokcunom Hatpus B atanoue (8,80 r, 27,2 MMOJIB) M NIepeMEINBAIN IPU KOMHATHOH TeMIe-
parype B TeueHue 15 muH. K aTOMy 100aBIIsiTN M3 THIIDTOKCHMETHIIEHManoHaT (5,87 1, 27,2 MMOITb) U peakiu-
OHHYIO CMECh IEPEMEIINBAIN B TEYCHUE HOYH IIPU KOMHATHOHN TeMIeparype. PeaklMOHHYIO cMeCch HarpeBali ¢
00paTHBIM XOJIOAMIBHUKOM B TeUeHHe | 4, a 3aTeM OXJIaXkJalu JO KOMHATHOH Temneparypsl. PactBop ynapusa-
7, OCTaTOK pacTBopsuin B Boze (100 mi) u noBoawmu pH 1o 3-4 (MOKpBIi JakMyC) YKCYCHOH KHCIOTOH. B cMe-
cH 00pa30BBIBANICS OCAIOK. TBEpaOe BEUIECTBO COOMpay GHILTPOBAHUEM, ITPOMBIBAIH BOIOH (50 Mir) 1 cymu-
T B BaKyyMe, B pe3yJbTaTe Uero MoJyJald dTHI 2-TpeT-0yTHI-4-THIPOKCUTTUPUMHINH-S5-kapOookemaT (2,18 T,
36% BBIXOT).

'H SIMP (400 MI'u, IMCO-de): & 12,6 (ymmp.c, 1H), 8,44 (c, 1H), 4,20 (xB, J=7,2 T'u, 2H), 1,25 (c, 9H),
1,23 (1, J=7,2 ', 3H);

MC (ESI) m/z: 225,0 (M+H").

B xomnoxnstit (~0°C) POCI; (20 M) no kammsim nobasuin tpudTminamuH (0,55 mi) ¢ nepemernnBanneM. K
3TOMY HOPIUAMU TOOABIISITN 3THIT 2-TPET-0yTHI-4-THIPOKCHITUPUMHUANH-S-KapOookcunat (2,18 r, 9,72 MMomb).
Cwmech Harpesanu 10 40°C u nepeMeinBainy B atMocdepe aprona B tedyenue 1 4. CMmech yrmapuBaiu 10 OCBO-
6oxnennst ot POCl;, paz6asnsumn CHCl; (100 M) 1 octoposkHo BeutmBasK Ha jten (300 mur). PactBop mepeme-
MIMBAJIN NP KOMHATHOM TeMrepaType 10 miaBieHus. Opranudeckyro ¢a3y OTIeNsUIH, MPOMBIBaIN OHKapOoHa-
toMm Hatpus (100 mur), Bomoii (100 mur) u cymmnu (Na,SO,4). PacTBopuTenu BeimapuBaiiv, B pe3yabTaTe Moyda-
JM 3TUIT 2-TpeT-0y THII-4-XJIopImpuMHuInH-5-kapookennat (2,0 T, 85% BbIXON).

'H SIMP (400 MT'n, IMCO-de): & 9,12 (c, 1H), 4,34 (xB, J=6,8 T'ui, 2H), 1,33 (c, 9H), 1,27 (1, =68 T,
3H);

MC (ESI) m/z: 243,0 (M+H").

K pactBopy atnn 2-tper-0ytun-4-xnopnupumMunus-S-kapookcunara (0,30 r, 1,24 mmons) B NMP (3 mu)
nobasnsi Mopdomud (0,54 r, 6,16 Mmmois) 1 HarpeBanu ipu 80°C B TeueHue 1,5 4. 3a MpoX0KIEHUEM peaKIIHH
caenunu MetoaoM KX-MC, no6aBisiii BOAY W PacTBOP IKCTparupoBaid dTwianeratoMm (3x). OpraHudecKyro
(ha3zy mpoOMBIBAIIN COJIEBBIM pacTBOpoM, cymiwin (Na,SOy4) 1 yAaisiau pacTBOPHUTENb, B PE3yIbTaTe Yero IoJy-
yamu  TpeT-Oytun  4-(5-(3-TpeT-0yTHi-5-(3Tokcukapoonmn)- 1 H-mupazon- 1 - ) nupuaus-2-min)nunepasus- 1 -
KapOOKCHIIaT.

MC (ESI) m/z: 294,0 (M+H").

K mepeMemmBaemMoil CyCNeH3UH ITHI 2-TPeT-O0yTHI-4-MOPPOTUHOMPUMHUINH-5-kapookcmiaTa (0,36 r,
1,24 mmous) B 1:1:1 TrO/EtOH/H,0 (9 M) nmpu komHaTHOH Temmnepatype nodasmsn LiOH-H,O (130 wmr, 4,95
MMOJIb) M TIEPEMEIINBAINA CMECh B T€UEHHE HOYM IIPU KOMHATHOW TeMIiepaType. 3a HMPOXO0XKICHHEM PEaKIUH
ciennnu MetonoM JKX-MC u mocine 3aBepiIeHUs] peaklii PEAKIMOHHYI0 CMECh KOHIIEHTPHPOBAIN C MOJIyde-
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HUEM BOJIHOTO octaTtka, moakucisuiy (pH 3-4) 3M HCI u sxcrparupoanu pactBop EtOAc (3x). O0bequHeHHBIE
opraHnyeckne (a3l IPOMBIBAIN COJIEBBIM pacTBopoM (1x), cymmmu (MgSO,), GuabTpoBanu U KOHIEHTPUPO-
Basin. ChIpoi MPOIYKT pacTBOpsuin B m3ompomnanoie, TBepaoe Bemectso (LiCl u NaCl) ¢guisTpoBanu u npomsl-
BaJIM U30MPONaHoIOM. OUIBTPAT KOHLIEHTPUPOBAJIH, B PE3YJIbTaTe Yero MoIydaln XKelaeMblil IPOAYKT 2-TpeT-
Oyrni-4-mopdonuHOMMpUMHINH-5-kapOoHoBYI0 Kucioty (0,15 1, 46% BBIXON).

MC (ESI) m/z: 266,0 (M+H").

ITpumep B41.

B cmecu maceimennsii pactBop NaHCOs:toryom:atanon (1:2:1) (8 mir) pactBopsumi 3T 2-TpeT-0yThi-4-
XJIOPIHPUMUANH-5-KapOokcmiatr u3 mpumepa B40 (300 mr, 1,24 MMonb), 3-hTopheHUIO0POHOBYIO KHUCIOTY
(350 mr, 2,47 MMOJIB) B K 3TOMY 100aBIIsiTH TeTpakuc(tpudernndocdun)mamianuii(0) (29 mr). Cmech Harpesa-
1 B Tedyenne Houu npu 75°C B armocdepe aprona. Cmeck pazbasmsun EtOAc (25 min) u Bopoii (25 min). Cmech
¢unpTpoBany, 4To 0OECIIeYNBANIO YAaJeHHE HEPACTBOPUMEIX BEIIECTB, OPTAaHWYIECKYIO (pa3y OTIEISIIH, TIPOMBI-
BaH 5% JIIMMOHHOW KHUCIOTOH (25 MIT), 3aT€M HACHIIICHHBIM pacTBOpOoM OmkapOoHAaTOM Hatpus (25 MiI) U coie-
BBIM pacTBOPOM (25 mur). PacTBopuTeny BhImapuBaiy MpU MOHW)KEHHOM JaBJICHUHM M OCTaTOK OYMILAIH ITyTeM
KOJIOHOYHO# xpomarorpaduu Ha cuukarene (Biotage: 25M, 5-50% EtOAc/T'ekc - 550 mun), B pe3ynbTaTe moiy-
Yanu 3Tun 2-Tper-0yTmi-4-(3-drophennn)nupumuani-S-kapookcunar (0,27 T, 72% BbIxon).

Crenys npouenype st npumepa B40, 2-tpet-0ytnn-4-(3-¢propdenmn)mupumuani-S-kapookcunar (0,27
r, 0,89 mmonb) obpabareBam LiOH-H,O (86 wmr, 3,57 mMMmonb), B pe3yinbTare HONXydasd 2-TpeT-OyTmi-4-
MOP(OTMHOMMPUMHINH-5-KapOoHOBYI0 kucioTy (0,23 r, 92% BeIXO).

MC (ESI) m/z: 275,0 (M+H").

[Tpumep B42.

Crenys mporieaype, aHaIoTHdHOW nipuMepy B41, atun 2-TpeT-OyTrin-4-XIopIupUMHUINH-S5-KapOOKCHIIAT
n3 npumepa B40 (0,30 r, 1,24 MMounb) 1 mupunuH-3-mwidbopoHoByto kucioty (1,8 T, 1,48 MMOIIB) B IPUCYTCTBUU
terpakuc(tpudpenmidochun)namnanus(0) (71 mr, 0,062 MMOITB) CMEIINBAIM C TOTYISHHUEM 3T 2-TPET-OyTHII-
4-(mupuanH-3-mwn)nupuMuanH-S-kapookcunara (0,10 r, 28% BeIxon).

Crnenys mporuenype, aHajormyHoi npumepy B39, stun 2-tper-OyTni-4-(mupuanH-3-wi)IupuMHAIIH-5-
kapookcmnat (0,17 r, 0,60 mmonns) obpadareBaym LiOH-H,O (57 mr, 2,38 MMoib), B pe3yabTaTe MOTyqaiu 2-
TpeT-0yTHiI-4-(TMpUANH-3-W1) IMPUMHUIUH-5-KapOooHoByto kucioty (0,11 r, 72% BeIxon).

MC (ESI) m/z: 258,0 (M+H").

ITpumep B43.

Crenys mpoueaype, aHanoruuHoit npumepy B40, stun 2-tpeT-0yTrin-4-X10pnupuMuAnH-5-KapOOKCHIIaT
n3 npumeoa B40 (0,30 r, 1,24 mmoup) u 1-metmmunepasus (0,62 T, 6,18 mmons) B mpucyrctBun NMP (katanm-
THYECKOE KOJUYECTBO) CMEIIMBAIN C TIOMyYeHHEM 2-TpeT-OyTHi-4-(4-MeTuimuepasuH- | -ui)IupuMHInH-5-
kapOonoBoit kucnots! (0,11 1, 32% BBIXOX).

MC (ESI) m/z: 279,0 (M+H").

[Ipumep B44.

Cnenys mporenype, aHanorudaod mpumepy B40, 2-TtpeT-OyTHin-4-XI0pIUpUMUINH-5-KapOOKCHIAT W3
npumepa B40 (0,30 r, 1,24 mmonb) u Tper-OyTrnnunepasus- 1 -kapookeunar (1,15 r, 6,18 Mmoinb) B mpucyTcr-
Bur NMP (kataimTrieckoe KOJIMYECTBO) CMEIIUBAIN C MONydeHHeM 4-(4-(TpeT-0yTOKCHKapOOHII)TUIIepa3HH-
1-m1)-2-TpeT-Oy THIIHPUMUANH-5-KapOoHOBYI0 Kucnoty (0,36 T, 80% BbIXOT).

MC (ESI) m/z: 365,0 (M+H").

ITpumep B45.

B oranon (10 mi) momemanu tper-Oytminrunpasun rugpoxiopun (1,35 r, 10,8 mmons) u atmn 2-
((mumeTmmamMuHO )MeTHIeH)-3-okcodyTaHoart (2,00 T, 10,8 Mmmons). CMech HarpeBajiu ¢ OOpaTHBIM XOJIOIMIbHHU-
KOM, TICpEMEIIINBAIIN B TECUCHHE 2 U, OXJIAXKIAIN 10 KOMHATHON TEMIEepaTyphl U MEePEeMEIINBaIN B TESYCHHE HO-
yn. CMech ymapuBald IPW HMOHIKEHHOM JaBJICHHH, B pe3yibTaTe IOIyYald Maciio, KOTOPOE PacTBOPSIIN B
3¢dupe (25 MT) ¥ IPOMBIBAIH TIOCIENIOBATEILHO BOMOH (25 MIT), HACBIMEHHBIM PAaCTBOPOM OMKapOOHATOM Ha-
Tpus (25 Mut) m coneBbIM pactBopoM (25 M), cymmwn (Na,SO,), yrnapuBaid Npyu TOHWKESHHOM JIaBICHUU H
OUMINANK ITyTeM XpoMaTorpadun (kojouka Biotage 31-25, 10-40% sTunmaneraT/rekcaH), B pe3yibTaTe MOIyda-
mm 3tuit 1-tper-0yTmi-5-metnin-1 H-mpazon-4-kapbokcemnar (1,48 r, 65% BbIXOX) B hopMe Macra.

MC (ESI) m/z: 211,0 (M+H").

B cmechk sranom:Boma:amokcan (1:1:1, 21 mu) momemana st 1-tper-Oytmn-5-mertui-1H-nupason-4-
kapOokcmnar (1,48 r, 7,04 mmoib) u ruapat ruapokcuaa autus (886 mr, 21,12 mmons). PeakimoHHyto cMmech
nepememuBaiy npu 40°C B TeueHue 3 4, a 3aTeM IIPH KOMHATHOM TeMriepaType B TeUeHHE HOUH. PeakImoHHYy0
cMech pa3z0aBisIM BoJoH (25 mit) adupom (25 min). Pazy B a¢upe yTHIN3UPOBAIH, @ BOAHYIO (ha3y MOAKHCISIH
(pH ~4) 11. pactBopom HCI. 3atem xuciyio $azy skcTparmpoBayid dTHIANETATOM (2x25 Mi1), 00beTMHEHHBIE
(ha3sl aTHNIALIETaTa IPOMBIBAJIM COJIEBBIM pacTBopoM, cymmin (Na,SO,), ynapuBanu Npu NOHIKECHHOM JlaBlie-
HUHW, B pe3ynbrare Toiydanu 1-tpeT-OyTmi-5-metmi-1H-mpa3on-4-kapOoOHOBYIO KHUCIOTY B (opme Oeroro
TBepaoro BemecTsa (1,12 1, 87% BbIXOx).

'H SIMP (300 MTI'u, IMCO-dq): 8 1,56 (c, 9H), 2,67 (c, 3H), 7,65 (c, 1H), 12,13 (c, 1H);

MC (ESI) m/z: 183,0 (M+H").
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ITpumep B46.

Crenys mpoueaype, aHajJornuHoi mpumepy B45, stun 1-tper-OyTnn-5-(tpudropmernn)-1H-nupazon-4-
kapOookcmimar (750 wr, 2,84 MMonb) TpeBpamanud B 1-TpeT-OyTHI-5-(TpudTopMeTHi)-1H-tupazon-4-
KapOOHOBYIO KHCHOTY (646 Mr, 94% BBIXOX) C WCHOJB30BAHWEM TuApaTa ruxpokcuaa jurus (357 wmr, 8,51
MMOJTb).

'H SIMP (300 MI'u, IMCO-dq): & 1,63 (c, 9H), 7,92 (c, 1H);

MC (ESI) m/z: 259,0 (M+Na™).

[Tpumep B47.

Cnenys mporenype, aHajgorudHoil npumepy B17, w3 stun 3-uzonpomnwi-1H-mmpazon-5-kapOokcunaTta
CUHTE3UpOBaH 1-(2-(TUMETHIAMIHO)-2-0KCO3THN )-5-r3onporui- 1 H-mupazon-3-kapOoHOBYI0 KHUCIOTY B (hop-
Mme Geroro TBepaoro Bemectsa (0,35 r).

'H SIMP (400 MT';, IMCO-dq): & 6,56 (c, 1H), 5,21 (c, 2H), 3,10 (c, 3H), 2,92-2,88 (v, 4H), 1,31 (1, J=7,2
I'y, 3H), 1,20 (1, J=6,8 I'n, 6H);

MC (ESI) m/z: 240,0 (M+H").

ITpumep B48.

NaH (6,8 1, 0,17 monp) nopuusimu gobasisiin K pactBopy 1H-nupazona (10 1, 0,15 momns) B IMD (150
M) ipu 0°C, IOydeHHYI0 CMeCh TIepeMEITMBaII TIPY KOMHATHOH TemrepaType B Tedenne 30 muH. K momyden-
HOM cMecH 1o KarutsaM 106aBisiin 2-noxonponad (30 v, 0,3 momas) pu 0°C, 3aTeM peakIMOHHYIO CMECh Tiepe-
MEIIMBAIN IIPH KOMHATHOH Temreparype B Tedenue 10 4. Jlobasmsuin H,O u 3kcTparupoBaiv cMeCh 3THIOBBIM
a¢pupom (3x100 mur). OObenuHEHHBIE OpraHWYeckHe (a3bl MPOMBIBATIM COJIEBBIM PAcTBOPOM, CYIIMIN Ha
Na,SO, 1 KOHIIEHTpHPOBaIN B BakyyMe. OCTaTOK AMCTHILIMPOBAIH IPH MIOHWKEHHOM JaBJICHHUH, B pE3yJbTaTe
nonyvanu 1-monponmi-1H-mmpason (6,6 T, 40% BeIXOx).

'H SIMP (400 MT', IMCO-dg): 8 7,68 (m, J=1,6 ', 1H), 7,38 (n, J=1, 2 T, 1H), 6,17 (1, J=2,0 T, 1H),
4,46 (m, 1H), 1,37 (#, J=6,8 ', 6H).

K pactBopy 1-m3omponmn-1H-nupazona (5 r, 45,5 mmonb) B koHneHTpupoBannyto H,SO4 (50 mur) mop-
My pobasisui KNO; (3,0 1, 50 mmons) npu 0°C. ocne no6aBieHus MOMydYeHHYIO CMECh HarpeBasli J0
500°C B Teuenue § 4. PeakIMOHHYIO cMeCh OXJIXKIAIH O KOMHATHOH TeMIEPaTyphl, BIMBAJIN B JICASHYIO BOIY
1 sKkcTparupoBanu cmech EtOAc. O0benHEeHHBIE OpraHndecKue GPaKIuy MPOMBIBAIA HACBIIIEHHBIM PacTBO-
pom Na,COs, coneBbIM pacTBOpoM, cymmim Ha Na,SO, ¥ KOHIICHTPUPOBAIH B BakyyMe. Xpomarorpadus Ha
cunmkarese gasana 1-monpomnmi-4-autpo-1H-mmpason (3,2 1, 46% BeIXOx).

'H SIMP (400 MT'u, IMCO-dq): & 8,99 (c, 1H), 8,32 (c, 1H), 4,65 (m, 1H), 1,51 (1, J=6,8 I';, 6H).

PactBop 1-m3onponmn-4-autpo-1H-nupazona (3 r, 19 mmoins) B EtOH (30 mur) mepememmuBanu B atMocge-
pe Bogopoxa B TeueHue 2 4 B mpucyrctsun 10% Pd/C (300 mr). KatanuzaTop ynamsum ¢uibTpoBaHHEM, QIIIBT-
par KOHLEHTPHUPOBAIM IpPU IOHMXEHHOM [aBJICHWH, B pe3yibTare Ionaydanu |-usonpommi-1H-nmpazon-4-
wiamud (1,8 T, 75,0% BBIXO).

'H SIMP (400 MT't, IMCO-dg): & 6,99 (c, 1H), 6,84 (c, 1H), 4,23 (m, 1H), 3,70 (c, 2H), 1,28 (1, J=6, 8 T,
6H);

MC (ESI) m/z: 126,2 [M+H]".

ITpumep B49.

B xomomnyto (~0°C) xmopokuck pochopa (40 M) OCTOPOKHO MPH MEPEMENTUBAHAN JOOABISUIH TPUITH-
namuH (1,87 mu). K sTomy mopuusiMu 1o0aBIsIIH, 3THI 4-THIPOKCH-2-METHIMPUMHUINH-5-Kapookeniar (5,00
T, 27,4 Mmmoie). 3ateM cMmech HarpeBaym 10 40°C m mepeMemmBaiy B atMocdepe aprona B Tedenue 2 4. CMmech
yIapuBallv 710 YAAJIECHHUs XJIOPoKHCh Gocdopa, pazdasimsuin xjaopohopmom (150 mir), 0oCTOPOKHO BBUIMBAIN HA
aen (~400 M) ¥ OCTaBIISIIM IO HarpeBaHMs 0 KOMHATHOW TeMreparypsl. OpraHudeckyro ¢asy OTAeNsIIH, Ipo-
MBIBJIM HACBHIIIEHHBIM PacTBOpOM OukapOoHaTtoMm Hatpus (75 mir), 3aTeM cosieBbIM pactBopoM (100 M) u cy-
WM Ha cynbdaTe HaTpus. PacTBOpUTENN BRIIAPUBAIIN, B PE3YNbTaTe MOIYYaHl IIyCTOE Macio, KOTOPOE OUH-
manu myteM xpomarorpaduu (komonka Biotage Si-40, 15-40% sTunmameraT/TekcaH), B pe3yibTaTe MOTyYasd
STHI 4-XJI0P-2-MEeTHIMHPUMHIINH-5-KapOokcunaT B popme mpo3padgroro macna (2,96 r, 53% Bexon).

'H SIMP (400 MI'u, IMCO-dq): 8 1,31 (t, 3H), 2,66 (c, 3H), 4,34 (x, 2H), 9,06 (c, 1H);

MC (ESI) m/z: 201,0 (M+H").

B cMmecn naceimenusiii pactBop NaHCOj:tomyom:atanon (1:2:1) (12 mur) pacTBopsiau 3THI 4-XJop-2-
METWIMUPUMUANH-5-kapookcmiat (500 mr, 2,49 mmoib), N-MeTminHnoa-5-60poHoByro kucioty (872 wmr, 4,98
MMOJIB) M K 3TOMY N00aBisuu TeTpakuc(tpudenmndpochun)namianuii(0) (58 mr). Peaknuonnyio cmech mnepe-
MemmBain pu 75°C B atMocdepe aprona B TedeHHUE HOYH. PEakIIMOHHON CMECH MO3BOJISUIH OCTHITH J0 KOM-
HaTHOM TeMIlepaTypsl, pa30aBisui dTIwianeraToM (25 mMi1) u Bogoi (25 M) B OTGHIBTPOBaIN HEPACTBOPUMEIC
BerrecTBa. Opranuueckyr (asy mpoMblBaIH 5% JIIMMOHHOW KHUCJIOTOH (25 MIT), HACHIIICHHBIM PacTBOPOM OH-
KapOoHaTta Hatpus (25 MIT) ¥ COJNEBBIM PacTBOPOM (25 MiT), ynmapuBaiu Ipy MMOHM)KCHHOM JIaBJICHUH, B PE3YJIb-
TaTe ToJTydall KpaCHOBAaTYIO TYCTYIO TIEHY, KOTOPYIO OYHMINAIIM ITyTeM XpoMaTorpadun (koionka Biotage Si-25,
15-40% sTmnanerat/rekcan), B pe3ysbTaTe moiydanu 3Tui 2-metuin-4-(1-mernn- 1 H-unmnon-5-un)mupuMuaua-5-
kapOokcmiat B hopMe TycToro mpo3paqHoro macia. Macio 3aTBepaeBaio B TedeHue Houd (391 mr, 53% BEI-
Xon).
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MC (ESI) m/z: 296,0 (M+H").

B cmech srtanomBoma:gwokcan (1:1:1, 9 ™) nomemamm 3tmn  2-metwi-4-(1-merwn-1H-uanomn-5-
W) IMPUMHUIAH-5-kapOookcmnaT (391 mr, 1,324 mMmonb) u ruapar ruapokcuna nutus (222 wmr, 5,30 MMoIb).
CMech TiepeMenIuBaId IpU KOMHATHOW TemIepaType B TedueHrne Houn. CMech pazbaBisumi stuiameratoMm (25
M) 1 5% muMoHHOU KucnoToi (20 mur). Opraandeckyio a3y OTAETSITH, IPOMBIBAIN COJIEBBIM pacTBOpoM (20
MIJI) U CYIIWJIHM Ha cyibdare HaTpui. PacTBOpuTens BEITapHBaid MPH MOHIKEHHOM aBICHUH, B pe3yiabTaTe
monydanu  2-meTui-4-(1-metwn- 1 H-uHmo-5-nn) mapuMuInH-5-KapOOHOBYIO  KHUCJIOTYy B (GopMe TEeMHO-
KOPHUYHEBOTO TBepaoro BemecTna (132 mr, 37% BeIXOX).

MC (ESI) m/z: 268,0 (M+H").

ITpumep B50.

Cwmecs 1,1,3,3-tetpamerokcunpomnana (13,6 r, 83 mmonp) u N2-mmkinoneHTHI-N 1 -(TpeT-0yToKcHKap6o-
Hum)ruapasuHa (16,6 v, 83 mMoinb, cM. Ranatunge et al., J. Med. Chem. (2004), 47, pp.2180-2193) B Bome (150
mu1) obpabarteiBaiu koHUeHTpupoBanHoH HCI (21 M, 252 mmons). [TomydeHHyro cMech HarpeBalii ¢ 0OpaTHBIM
XOJIONWILHAKOM B TedeHue HouH. Ilociie 3aBepleHns peakuuy peakMOHHYI0 CMECh SKCTParupoBain 3(pHpom,
SKCTPAKTHI IIPOMBIBAIIN COJIEBEIM PAacTBOPOM, CyIIMiIH Ha 6e3BogHoM MgSO,4 1 KOHIIEHTPHUPOBAIX B BaKyyMe, B
pesynbTate nmosrydanu 1-muknonent- 1 H-mupason (8,0 T, 71% Beixon.

'H SIMP (400 MTI'u, CDCLy): 8 7,52 (c, 1H), 7,43 (c, 1H), 6,24 (c, 1H), 4,68 (M, 1H), 2,20-1,71 (v, SH).

MC (ESI) m/z: 137,1 [M+H].

K cycnensun Na,COs (13 1, 124 mmons) B CH,Cl, (100 M) noGasisum 1-nmkionenTwin-1H-mupason (8,35
T, 62 MMOJTB) 1 Br; (3,2 Min). [TomydeHHy0 cMech TIepeMenTuBaIH TPY KOMHATHOM TeMITepaType B TEUCHHE HOYH.
TBepmoe BemecTBo yaansian GuibTpoBaHueM, GuibTpar npombiBanu JIXM. OObeanHEHHBIE QUIBTPATHI MPO-
MBIBAJIM BOJIOH, COJIEBBIM pacTBOPOM M cymin Ha Oe3BogHoM MgSO,. PacTBopHTENnh KOHLEHTPUPOBAIH J0O
CYXOT'0 COCTOSIHUS, B pe3yJbTaTe noydanu 4-opom-1-nuknonentun-1H-nupazon (14 r, 93%).

'H SIMP (300 MI', CDCLy): 8 7,46 (c, 1H), 7,44 (c, 1H), 4,64 (m, 1H), 2,18-1,67 (m, 8H);

MC (ESI) m/z: 215,0 [M+H]".

Crenys npouenype npumepa B30, 4-6pom-1-nmkmonentun-1H-nupazon (9,0 r, 42 MmMois), H-BuLi (2,5M,
18,5 mi, 46,2 mmois) u CO, 00BeAUHSIIN ¢ TIOTy4YeHUEeM |-rukinoneHTmi- 1 H-mupa3on-4-kapOoHOBO# KHUCIOTHI
(3,51, 47% BBIXON).

'H SIMP (400 MI'u, IMCO-dq): & 8,31 (c, 1H), 7,85 (c, 1H), 4,78 (m, 1H), 1,70-2,56 (m, 8H);

MC (ESI) m/z: 181,1 [M+H]".

ITpumep C1.

PactBop aTHIT 4-X710p-2-(METHITHO ) TUPUMHINH-5-kapbokcunara (42 r, 181 mmoinp) B EtOH (400 M) 006-
pabatbiBaim pactBopom Metrinamuna (12,3 r, 397 mmons) B EtOH (100 mur) mpu 0°C u mepememnBaiu cMech B
tedenue 3 4. CMech KOHIIEHTPUPOBaJH, a 3ateM pazaensuin Mexay H,O (200 mi) u CH,Cl, (500 mm). Opranu-
qecKyro (ha3y MpOMBIBAIM COJEBBIM pacTBOpoM, cymmin (Na,SO,) 1 KOHIIEHTPUPOBAIH B BaKyyMe, B pe3yiIbTa-
T€ TMONYJaJI 3THI 4-(METHIAMUHO)-2-(METHIITHO ) TAPUMHINH-S5-KapOoKcuiIaT B popMe Oeroro TBEpIOro Bellie-
ctBa (36,0 T, 88% BBIXON).

'H SIMP (300 MI'u, CDCLy): 8,59 (c, 1H), 8,18 (ymmp.c, 1H), 4,31 (x8, J=7,2 I'n, 2H), 3,05 (1, J=4,8 T,
3H),2,52 (¢, 3H), 1,34 (1, J=7,2 I'y, 3H);

MC (ESI) m/z: 228,1 (M+H").

K pactBopy stun 4-(MeTHIaMHHO)-2-(METHIITHO ) TUPUMHIINH-5-KapOokcwiara (30 T, 132 mmouns) B TI'O
(300 mur) moGasmsumm LiAlH, (7,5 T, 198 Mmonb). PeakionHyro cMech nepeMeliBaii B Te4eHue 1 9 mpu KoM-
HaTHOI Temmneparype. Peaknuonnyio cMech octopokHo racunu 10 ma Boast 7 it 10% Boanoro NaOH. Cmecs
TepeMenmuBain B TedeHne | 9, QUIbTpoBaIM W (QWIBTPAT KOHIEHTPUPOBAIM, B pe3ynbTare mHoiaydanu (4-
(MeTnIaMuHO)-2-(METHITHO )TUPUMUINH- S5 -mn)Metanon (22,0 T, 90% BeIxoxn).

'H SIMP (300 MTI'i, IMCO-de): 7,79 (c, 1H), 6,79 (m, 1H), 5,04 (, J=5,4 T, 1H), 4,27 (1, J=5,4 T', 2H),
2,83 (m, J=4,8 I'u, 3H), 2,40 (c, 3H).

MC (ESI) m/z: 186,1 (M+H").

Cmech (4-(MeTHIIaMHuHO )-2-(METHIITHO ) TUPUMUANH-S-un)Metanona (22,0 r, 119 mmonp) u MnO, (44 T,
506 mmone) B CHCI; (300 mit) mepeMerniBaiy Ipy KOMHATHOM TeMiieparype B TeueHHe 3 4. PeakimoHHYIO
cMech  (QWIBTpOBAM W (WIBTPAT KOHICHTPHPOBAJIHM, B pe3ylbTaTe monydand 4-(METHIAMHHO)-2-
(METHIITHO ) TUPUMHTNH-5-KapOanbaeru B popme cBetaoro Teepaoro Bemectsa (20 , 92% BoIxon).

'H SIMP (400 MI't, IMCO-de): 9,71 (c, 1H), 8,60 (ymmp.c, 1H), 8,49 (c, 1H), 2,96 (n, J=4, 8 I'u, 3H),
2,48 (c, 3H).

MC (ESI) m/z: 184,0 (M+H").

ITpumep C2.

K pactBopy 3tun 4-xmop-2-(MeTHiITHO )ITUpUMUANH-5-KapOookcmiara mpu 0°C (19 r, 82 mmons) B CH;CN
(100 mur) moGasmsay BoaHEIH pacTBop dTriiaMuHa (70%, 8,1 1, 126 Mmmons). [lonydeHHyI0 cMech MepeMeInBaIm
IpY KOMHATHOM TeMImiepaType B TedeHHe 8 4. OpraHn4eckuil pacTBOp YAAJSUIA MPH ITOHMKCHHOM JaBJICHHH,
ocrarok pazzuemnsui Mexay EtOAc u H,O. Bonnyto dasy skcrparuposanu stmnaneratoM (3x30 mir), o0benn-
HEHHBIC OpraHuvecKue (a3bl MPOMBIBAINA COJIEBBIM pacTBopoM, cymmm (MgSO,) U KOHIIEHTPHPOBAIH, B pe-
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3yJIBTATe MOJYqaIn 3THI 4-(3TUIIAMHHO)-2-(METHITHO )IUPUMUANH-5-Kapookcmiar (19,5 1, 99,1% BeIxon).

'H SIMP (400 MT't, JIMCO-de): & 8,49 (c, 1H), 8,26 (t, J=4,8 T';, 1H), 4,23 (x8, J=7,2 I'ri, 2H), 3,48 (k8,
J=7,2 Ty, 2H), 2,44 (c, 3H), 1,26 (T, J=7,2 'y, 3H), 1,13 (T, J=7,2 'y, 3H).

K pactBopy aTHn 4-(3THIaMHUHO)-2-(METHITHO )TMPUMHINH-5-KapOokennata (19,5 T, 81,9 Mmoib) B Oe3-
BogHoM TT'® (100 mu) moprusmu nob6asisimn LiAlH, (12,3 1, 327,6 Mmmons) npu 0°C B atmocdepe N,. TTocne
nepeMenmBanus B Teuerne 30 MUH PEakIMOHHYIO CMECh TACHIIU BOJIOH, a 3aTeM no0aBisutk 2H. BogHbIid NaOH.
Cycnensuto QuIbTpoBasd, (HUIBTPAT KOHIECHTPUPOBAINA, B pe3yiabTare moiaydanu (4-(3TUIaMHUHO)-2-
(MetunTHo ) nupUMHEIUH-5-mw1)MeTanol (15 r, 92,0% Brxox).

'H SIMP (400 MTI'n, IMCO-de): & 7,78 (c, 1H), 6,74 (1, J=4,8 ', 1H), 5,05 (1, J=5,2 Tu, 1H), 4,26 (x,
J=5,2Tn, 2H), 3,36 (M, 2H), 2,37 (¢, 3H), 1,10 (M, 3H).

AxtmBupoBaHHBIH MnO, (52 1, 0,6 w™Momp) gobaBmsuim K pactBopy  (4-(3TMIaMHUHO)-2-
(MeTunTHO ) TUpUMHIKH-5-mn)Metanona (15 r, 0,075 moms) B CH,Cl, (300 mi1), peakiiMOHHYIO CMECh TiepeMe-
IIMBAJH B TCUCHHE HOYM MIPU KOMHATHOM TeMmepaType. PeakunoHHsIN pacTBOp GpuUiIbTpoBaiy U GUILTPAT KOH-
LEHTPUPOBAIH, B Pe3ybTaTe Moiaydanu 4-(3THIaMUHO)-2-(METHITHO)THPUMHINH-5-Kapoanpaerun (14 T, 93%
BBIXOJI).

'H SIMP (300 MT', JIMCO-dq): & 9,71 (¢, 1H), 8,67 (yump.c, 1H), 8,49 (c, 1H), 3,51 (m, 2H), 2,48 (c,
3H), 1,17 (1, J=7,2 I'ny, 3H).

[Mpumep C3/

K pacrtBopy stnn 4,6-nuxnopuauxoruHar (5 r, 22,8 mmons) B CH3;CN (30 mur) mo0aBisuii o KaruisiM BoJI-
HBIH MeTmIamMuH (65%, 5,2 1, 45,6 mmons) mipu 0°C. [lomydeHHYI0 cMECh IepEMEITNBAIN IPH KOMHATHOH TeM-
neparype B TedeHue § 4. OpraHndecKuid pacTBOp YAAJISUIM P MOHM)KCHHOM JaBJICHUH, B PE3YJIbTaTe MOTyYaIn
CBIPOH TPOAYKT, KoTOpHIii cycnenaupoBanu B HyO u skctparupoBamn EtOAc (3x20 mur). O0beanHEHHBIE KC-
TPaKTHl IPOMBIBAIIN COJIEBBIM pacTBOpoM, cymmin (MgSO4) 1 KOHIEHTPUPOBAIH, B PE3YJIBTATE TTOyYaIH STHI
6-x10p-4-(MeTHIaAMHUHO JHUKOTHHAT (4 T, 82% BBIX0OM), KOTOPHIA HCIOIB30BATN Ha CICIYIOMEeH cTamun 6e3 1o-
TIOJTHUTEIEHOW OYUCTKH.

'H SIMP (300 MI'n, IMCO-de): & 8,48 (c, 1H), 8,04 (n, J=4,5 I'n, 1H), 6,71 (c, 1H), 4,27 (x8, J=6,9 T,
2H), 2,85 (», J=5,1 I'n, 3H), 1,29 (1, J=6,9 ', 3H).

K pactBopy 0°C st 6-xnop-4-(MetmwiamuHo)HuKoTHHaTa (4 T, 18,7 MMmonp) B TT'® (40 M) mopuusmu
nobasnsm LiAlH, (1,4 1, 37,4 MMoip) B atMochepe N,. ITocne nmepememmBanus B Teuenne 20 MUH peakIinoH-
HYIO CMECh TaCHJIM ITyTeM OCTOPOXHOTO J00a3JIeHUsT BOJBI, a 3aTeM BOAHOTO pacTBopa 2H. NaOH. CycreH3uro
dunpTpoBanH, (QUILTPAT KOHIEHTPUPOBAIM, B pe3ysbTaTe Moiydainu (6-XJIop-4-(MEeTHIaMUHO)TUPHINH-3-
ummeranon (2,9 r, 90,6% BbIX0x), KOTOPHII HCIIOIH30BAH HA CIEAYIOMIEH cTaauy 0€3 OUYNCTKH.

'H SIMP (400 MT't, IMCO-dg): & 7,96 (¢, 1H), 6,63 (c, 1H), 6,46 (c, 1H), 5,04 (c, 1H), 4,39 (m, 2H), 2,81-
2,68 (M, 3H).

CMmech (6-xmop-4-(METHIIAMHHO )TUPUANH-3-un)Meranona (2,9 r, 16,7 mmons) u MnO, (11,7 r, 133,6
MMOJIb) B 0e3BoHOM JIXM (25 M) nepememmBany mpu 30°C B TeueHue 6 4. PeakIIMOHHYIO CMeCh OXJIaXIalN
JI0 KOMHAaTHOH TeMneparypsl U GuibTpoBaid. OUIbTPAaT KOHIEHTPHPOBAIN B BaKyyMe, B pe3yJibTaTe HoIydalu
6-x710p-4-(METHIIAMHHO )JHUKOTHHAIBAETUA (2,5 T, 87% BBIXOX).

'H SIMP (400 MT', IMCO-dq): & 9,83 (c, 1H), 8,52 (ymmp.c, 1H), 8,40 (c, 1H), 6,75 (c, 1H), 2,87 (x,
J=5,8 T'u, 3H);

MC (ESI) m/z: 171,0 [M+H]".

IIpumep C4.

Otun 4-xn0p-2-(METHIATHO ) TUPUMHIUH-5-Kapookeunat (17 r, 73 MMoib) u nukioneHTwiamua (12,4 T,
146 MMOJIb) OOBEIVHM JIM B COOTBETCTBUU C Iporenypoit ctamuu 3 mpumepa Cl, B pe3ynapTare nomydanu 4-
UKJIOTICHTHIIAMHUHO-2 -MEeTHIICYIb(QaHIITTHPUMHUINH-5 -KapOansaerun (8,5 T, 49% Beixon mocnie 3 cTaauii).

'H SIMP (400 M, IMCO-dg): 8 9,73 (c, 1H), 8,55 (1, J=6,4 ', 1H), 8,51 (c, 1H), 4 ,43 (m, 1H), 2,50 (c,
3H), 2,03-1,98 (M, 2H), 1,69-1,48 (M, 6H);

MC (ESI) m/z: 238,3 [M+H]".

ITpumep CS.

K pactBopy 3tun 4,6-nuxnopuaukoruHar (4,4 r, 20 mmoins) B CH3;CN (50 mur) 100aBIsuM MO KarwisiM pac-
TBOp dTHJIAMHUHA B Boze (65%, 2,7 r, 39 mmoup) npu 0°C, 3aTeM HOITy4EeHHYIO CMECh ITEPEMEIINBAIH TIPH KOM-
HAaTHOHM TeMIlepaType B TeUeHHE HOUH. PeakIMOHHYIO CMeCh KOHLIEHTPHPOBAJIH, OCTaTOK IPOMBIBAIN BOJIOH, B
pe3ysbTarte Moy4yaiiy 3T 6-Xi10p-4-(3Tnnamuno))JHukoTHHaT (3,9 r, 91% BEIXOH).

'H SIMP (400 MI'n, IMCO-dg): & 8,51 (c, 1H), 8,08 (c, 1H), 6,53 (M, 1H), 4,19 (xB, J=7,2 T', 2H), 2,78
(xB, J=7,2 T'u, 2H), 1,28 (T, J=7,2 'y, 3H), 1,13 (1, J=7,2 ', 3H);

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

K pactBopy atHn 6-x510p-4- (3THIaMuHO JHUKOTHHATA (3,9 T, 17 MMoIb) B 6e3BotHOM TI'® (50 M) nobas-
s LiAIHy (3,6 T, 95 mmons) nipu -50°C, mosrydeHHO# cMecH mo3Boisii HarpeThes 10 0°C 1 mepeMenuBaim
B TeyeHue |1 4. 3atem cMech racuim nyreM godasnenus 10% Boguoro pactsopa NaOH (3,6 mi). Cmech Guibt-
poBay M puUIbTpaT pasznersum Mexay Bogod m EtOAc. Bomayro daszy skctparupoBamun EtOAc (3x100 m).
OObenrHeHHBIE OpraHuyeckue (a3bl IPOMBIBAIN COJIEBBIM pacTBOpoM, cymmmm (MgSOy4) 1 KOHIIEHTPUPOBAIH

-4]1 -



026730

B BaKyyMe, B pe3yJbTaTe Hosrydand (6-xmop-4-(3THiiaMuHO )IupuauH-3-min)Merano (2,5 r, 79% BeIxon).

'H SIMP (400 MI'n, IMCO-dg): & 7,84 (c, 1H), 76,55 (c, 1H), 6,17 (m, 1H), 5,25 (1, J=5,2 T, 1H), 4,44
(xB, J=7,2 ', 2H), 3,23 (m, 2H), 1,2 3 (t, J=7,2 Ty, 3H).

K pactBopy (6-x110p-4-(3THIIaMUHO ) IUPpHINH-3-ua)MeTaHona (2,5 r, 13,4 mmons) B JIXM (30 mi) nobas-
s MnQO; (5,8 T, 67 MMOJTB), 3aTeM PEaKIIMOHHYI0 CMECh TIEpEMEIINBAIA TIPU KOMHATHON TeMIlepaTrype B Te-
yeHne Ho4YH. PeaknoHHy0 cMech GIIBTPOBAIHN U (PUIBTPAT KOHIICHTPUPOBAIH B BAKYyM€, B PE3yNIbTaTe MOITY-
ganu 6-x10p-4-(3THIAMUHO )HUKOTHHAIBIETH (2,2 T, 89% BBIXOT).

'H-SIMP (400 MI'u, CDCly): & 9,82 (c, 1H), 8,51 (ymmp.c, 1H), 8,27 (c, 1H), 6,56 (c, 1H), 3,28 (M, 2H),
1,31 (1, J=7,2 T'y, 3H);

MC (ESI) m/z: 185,0 [M+H]".

ITpumep C6.

K pactBopy 3tun 4-x10p-2-(METHITHO )TUPUMHUIUH-5-KapOokcmnata (15 r, 64,7 mmons) B CH;CN (100
MJI) J00aBISUTH TI0 KaIuIsiM pacTBop m3ompormiamMuHa B Boze (7,6 T, 0,13 monp) nipu 0°C. TTonydeHHyIO0 CMECh
HepeMeIInBaIl PU KOMHATHOM TeMmeparype B TedeHne 8 4. OpraHuuecKuid pacTBOp YAQUISUIN TPH TIOHHKEH-
HOM JaBJIEHUU W OCTAaTOK pasnersuii Mexay Bonoi u EtOAc, Bomayro a3y skcrparupoBamu EtOAc (3x50 mo).
OObearHeHHBIE OpraHndeckre (a3bl MPOMBIBAIN COJEBEIM pacTBopoM, cynmian (MgSO4) 1 KOHIEHTPHPOBAIH,
B pe3yJbTaTe MOJMy4altd ST 4-(M30TIPONHUIaMUHO)-2-(METHITHO)IMPUMHUINH-5-Kapookecmnat (16,4 1, 99,6%
BBIXOJ1), KOTOPBIH NCTIOJIB30BAJIM Ha ClIeyIonlel cTauy 6e3 JONOIHUTEIEHONH OYNCTKH.

'H SIMP (400 MTI'ti, IMCO-dg): & 8,51 (¢, 1H), 8,05 (1, J=7,6 T';, 1H), 4,31-4,22 (m, 3H), 2,46 (c, 3H),
1,27 (1, J=7,2 'y, 3H), 1,20 (1, J=6,4 I'y, 6H).

K pactBopy 3THI 4-(M30MPOMUIAMUHO )-2-(METHITHO )TUPUMUINH-5-KapOokcmnara (16,4 T, 64,4 MMOJIb) B
6e3BogHOM TI'® (100 Mur) mopumsimu nodasmsiin LAH (6,1 1, 0,16 mois) npu 0°C B atmMocdepe Ny, 3ateM peak-
IIMOHHYIO CMeCh NepeMeIInBaIi P KOMHATHOH TemriepaType B TedeHne 30 MuH. PeakimoHHYIO cMech TacHiIH
nobaBneHueM BoJibI (6 MiT), a 3aTeM BogHOTO pacTBopa 2H. NaOH (6 mun). Cycnen3uio GuiabTpoBanu u GUIbTpat
KOHIICHTPUPOBAJIKM, B pe3yibTaTe monydaand (4-(M30mpomnmiaMuHO)-2-(METHITHO )TUPUMHUINH-S-UT)METaHOT
(13,5 1, 98,4% BBIXO1), KOTOPBII HCIIOIB30BAIH Ha CIIEIYIOIEei cTaany 06e3 JONMOIHUTEIHHON OUNCTKH.

'H SIMP (400 MI', IMCO-d): 8 7,79 (¢, 1H), 6,37 (1, J=7,6 T, 1H), 5,10 (t, J=5,6 T, 1H), 4,28-4,20
(M, 3H), 2,38 (c, 3H), 1,13 (x, J=6,4 T'm, 6H).

K pactBopy (4-(M30TIpOnuIaMuHO)-2-(METHIATHO TUPUMHIUH-5-mn)MeTadona (13,5 r, 63,4 mmons) B JIXM
(100 mur) mo6asistmu okcua Mapranna(IV) (45 r, 0,5 MoJp) 1 IepeMenMBa CMECh ITPU KOMHATHOM TeMIiepaTy-
pe B TeueHHe HOuYM. PeakimonHyo cMech GMIBTpOBaNM, GUILTPAT KOHIEHTPHPOBAIIM, B Pe3yNbTaTe MOIydaln
4-(M30npONUIAMHHO )-2~(METHIITHO ) IUPUMHUINH-5 -Kapoanpaerun (12,2 r, 91% BbIX0[), KOTOPHII HCIIOIb30BATN
Ha CJIe/IyIoIel cTaany 0e3 JOMOJIHUTEIbHONW OYHCTKH.

'H SIMP (400 MTI'n, JIMCO-de): & 9,71 (c, 1H), 8,50 (c, 1H), 8,41 (1, J=7,2 T, 1H), 4,33 (m, 1H), 2,47 (c,
3H), 1,21 (x, J=6,4 I'n, 6H).

Ipumep C7.

Crnenys Tpexcranuitoil npouenype npumepa C5, atun 4,6-auxnopHukorusar (20 r, 91 Mmmons) u usomnpo-
mamuH (60% B Boge, 18 1, 182 MMcip) npeBpamamy B 6-xnop-4-(M30MponuIaMIHO JHUKOTHHAIBAECTH (16 T,
81% BBIXOM).

'H SIMP (400 MI'u, IMCO-dg): 8 9,82 (c, 1H), 8,43-8,39 (m, 2H), 6,83 (c, 1H), 3,84 (M, 1H), 1,17 (z,
J=6,4711, 6H).

ITpumep D1.

K nepememmuBaemoit asimsmeiics HNO; (90,00 Bec.%, 30,0 miu, 45 1, 643 mmons, 7,21 akxB.) npu -15°C
nopuusaMu no06aBsuH 4-GTop-2-MeTmihenunykcycHyto kucioty (15,00 T, 89,2 mmons, 1,00 3kB.), TakuM 00pa-
30M, YTOOBI BHYTPEHHsIsSI TeMIieparypa octaBayach Hike -10°C. [locne 3aBepuieHns: 1o0aBiIeHHs peakKIIMOHHYIO
cMech IepeMelnBany ¢ HarpeBanueM a0 +5°C B Teuenue 15 MuH.

Cwmech BemuBanu Ha Jief (400 r). Otaensiii mpoayKT B (hopMe clieTKa JIMITKOTO TBEPAOTO BEIIECTBA, KOTO-
poe mociie 00pabOTKH IIIATEIeM CTAHOBHIIOCH OPOMKooOpa3HeM. CyCIIEH3HUIO TIATEHHO MTEPEeMEITUBalIH 10
MIOJTHOTO pacIyIaBiIeHus Jbaa. [loka cMeck ocTaBajgachk OYeHb XOJIOAHOM, TBEpAbIe BellecTBa coonpanu GpuibT-
poBaHMeM, THIaTeNbHO npoMbiBaM H,O, cymmiam Ha ¢uibTpe, B pe3ynpTaTe Hmojiydanu celpyro 2-(4-¢rop-2-
METHII-5-HUTPOQeHIT) yKCYCHYI0 KucaoTy (18,43 r, 97% BbIX0M) B (hOpME CBETIO-KEITOTO TBEPIOTO BEIICCTBA,
KOTOpOE HCIOJIb30BATIH 0€3 JOTIOHUTEILHOM 00paboTKH B CIEIYIOIIEH PeaKIiH.

'H SIMP (400 MI', arteron-de): & 8,06 (1, 1=7,6 T, 1H), 7,36 (1, J=12,0 I'), 3,84 (c, 2H), 2,44 (c, 3H).

2-(4-®rop-2-MeTH-5-HUTp3deHmn)ykcycHyto kuciory (18,43 1, 86,5 mmoib, 1,00 5KB.) 1 KOHLIEHTPHUPO-
BanHyio H,SO, (4,00 mn) oobenuusiim B EtOH (300 mur) u mepememmBanu nipu HarpeBanuu nipu 85°C. Uepes
2,5 4 mociie 3aBepuIeHNUs Peakliy PEeakIMOHHYI0 CMECh OXJIaKAaIN 10 KOMHATHOH TeMIepaTyphl U KOHIIEHTPH-
POBAIM HACKOJBKO BO3MOXHO ToaHO. OctaTok pactBopsiii B MTBE (250 M) m mpomeiBaimm H,O (2x) u come-
BBIM pacTBOpoM (2x), cymmnu (MgSO,), GunbTpoBaId U yIIapuBaIH, B pe3yJIbTaTe MOTyqdaid 3THi 2-(4-dTop-2-
Mmetwi-5-autpodenmn)anerar (16,79 r, 81% BbIxoa) B popMe TEMHO-OPAaH)KEBOT'O Macia, KOTOPOE HCII0JIb30Ba-
71 6e3 TOTIOJTHUTENILHOM 00pabOTKH B CIETYIOIEH peaKIiy.

MC (ESI) m/z: 242,0 (M+H)".
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Orun 2-(4-prop-2-metni-5-uurpodenmn)amnerar (16,79 r, 69,6 mmois, 1,00) 8 EtOH (60 mi) BeTpsixuBaiu
¢ 10% Pd/C (50% H,0) (7,41 r, 3,48 mmoib, 0,050 skB.) B atmocdepe H, (3,5 atm) mpn KoMHaTHO# TemIiepary-
pe B Tedenne 2 4 g0 noxHoro norjiomenus Hy. Tlocie 3aBepiieHms peakniuy peakuoHHYI0 cMech (prIbTpoBaIn
Ha Celite ¢ mpombiBkoii EtOH. ®unbsTpat TmarensHo npombiBann EtOH, oObenuHeHHBIe (GHUIBTPATHI KOHIIEH-
TPUPOBAIH, TIPOKAYUBAJIH, B pe3ysbTaTe Modydanmnd 3T 2-(5-amuHo-4-prop-2-metundennn)anerar (13,18 T,
90% BBIXOA) B GOpME KOPUIHEBOTO MacIa.

'H SIME (400 MI'u, IMCO-dg): 8 6,80 (1, J=12,4 ', 1H), 6,59 (1, J=9, 6 T'u, 1H), 4,86 (c, 2H), 4,05 (ks,
J=7,2 T, 2H), 3,46 (c, 2H), 2,05 (¢, 3H), 1,17 (T, J=7,2 'y, 3H);

MC (ESI) m/z: 212,2 (M+H)".

[Ipumep D2.

K pactBopy (2,4-mudTopdhennn)ykcycHoi kucnotsl (14,5 r, 0,084 mons) B H,SO,4 (60 mut) mpu 0°C nobas-
s o KarrsiM 69% HNO; (6 min). [Tocne nepemenmmBanns npu 0°C B TedeHne 35 MUH pEeaKIIMOHHYIO CMECh
BJIMBAJIN B JIEISHYIO BoAy. Boamyro ¢a3y skcrparuposanu EtOAc, opranndeckne SKCTPaKTHI IIPOMBIBAIIN COJIE-
BBIM pacTtBopoM, cymrii (Na,SOy4) 1 KOHIIEHTpUpOBaIK B BakyyMe. OCTaTOK OYMINAIM IIyTeM Xpomartorpaduu,
B pe3yibTaTe nosydanu (2,4-mudrop-5S-uutpodeHnn)ykcycHyto kucioty (16 r, 87,5% Beixon).

'H SIMP (400 MT';, IMCO-dq): & 8,30 (r, J=8,0 I'ri, 1H), 7,68 (M, 1H), 3,75 (c, 2H).

PactBop (2,4-audTop-5-unTpodenmn)ykcycHoit kucnotsl (16 r, 74 mmoins) B EtOH (200 M) u 98% H,SO,
(14 M) mHarpeBanmu ¢ oOpaTHBIM XosoawiabHUKOM Tipu 80°C B Teuenue 2,5 4 B atMocdepe N,. PeaknmonHyro
CMECh BIIMBAJIN B JISASHYIO BOAY M HOJyYSHHBIH pacTBOp 3KcTparuposain 3¢upom. OObeIMHEHHbIE OpraHnye-
CKHE 9KCTPAKThI IIPOMBIBAIIM COJIEBBIM pacTBopoM, cymmmiy (Na,SO,) 1 KOHLIEHTPpUPOBaIH B BakyyMme. OCTaToK
OUMIIAIM IyTeM KOJOHOYHOH Xpomarorpaguu, B pe3yiabraTe mnoiay4anun OTuin 2-(2,4-gudTop-5-
autpodenmm)anerat (16 r, 89% BbIXOx).

'H SIMP (300 MI'u, IMCO-dq): & 8,22 (t, J=8,1 T, 1H), 7,55 (r, J=11,1 T'u, 1H), 4,06 (m, 2H), 3,77 (c,
2H), 1,13 (1, J=6,9 'y, 3H).

Cwmecs stun 2-(2,4-gudrop-5-aurpodennn)anerara (16 r, 130 mmomns) u 10% Pd/C (1,6 T, 1,5 Mmmons) B
EtOAc ruaporenupoBanu mpu aaBieHnd 30 GyHTOB/KB.IIOWMM NpH KOMHATHOW TeMmIiepaTtype B TedyeHue 12 .
Karanmnszatop oThuIsTpoBBIBaNIN U QIIBTPAT YHAPUBAIH. 3aT€M OCTATOK OYHMINAIH IMyTEM KOJOJIOYHOW XpoMa-
Torpaduu, B pe3yiabTaTe Mmorydand 3Tl 2-(5-amuno-2,4-mudtopdenmn)anerat (14 r, 99% Beixon).

'H SIMP (300 MI't, IMCO-dg): & 6,98 (1, J=9,9 T, 1H), 6,70 (, J=7,8 T'u, 1H), 4,50 (c, 2H), 4,06 (M,
2H), 3,53 (c, 2H), 1,16 (T, J=69 I'y, 3H);

MC (ESI) m/z: 216,2 [M+H]".

IIpumep D3.

HNO; (10,35 1, 98,6 MMOnp) TOpPIHMSAMH JO0aBISUTH K IIEPEMEUIMBAEMOMY pacTBopy 2-(2-xiop-4-
dbropdennn)ykcycHoi kuciotsl (16,9 r, 89,6 Mmons) B koHIeHTpUpoBanHOoi H,SO,4 (60 mur) mpu -10°C. Tocne
3aBepIIeHus Jo0aBIeHNS MOJyIeHHYI0 cMech nepemernuBaiy pu 0°C B Tedyenue 10 MUH U OCTOPOKHO BIIHMBA-
JM B JesMHYyI0 Boxy. benoBaroe TBeproe BemiecTBO coOMpany (GMIIbTPOBAaHUEM M CYIIWIH C MOJydeHHeM 2-(2-
xsop-4-¢rop-5-aHnTpodhenmn)ykcycnoit kucaotsl (20,5 r, 98,2% BbIxon).

'H SIMP (400 I'ni, IMCO-de): & 12,71 (yurmp.c, 1H), 8,33 (1, J=8,0 T', 1H), 7,92 (1, J=11,2 'y, 1H), 3,85
(c, 2H).

PactBop 2-(2-x10p-4-¢rop-5-HuTpodheHmn)ykcycHoi kicaotsl (20,5 r, 88 MMonb) B aTaHone (150 M) 00-
pabareBanm cyiabdypuianuxiopuaom (21 t, 0,17 monp) mpu 0°C, 3aTeM cMech HarpeBaiu ¢ 0OpaTHBIM XOJIO-
JUIBHUKOM B TedeHHe | 4. PeaknmMoHHYIO cMech KOHIIEHTPHPOBAIM IIPH MOHIKCHHOM JaBJICHUH U JIOBOJIMIIN
pH mo pH 7-8 myrem noGaBienms HacwimeHHOTo pactBopa Na,COs. [TomydeHHYI0 CMECh 3KCTparnpoBaIH
EtOAc (3x100 mi1), oObequHEHHBIE OpraHUYecKUe (a3bl IPOMBIBAIN COJIEBBIM pacTBOpoM, cymmin (MgSO,) n
KOHIICHTPUPOBAIIH, B pE3yIbTATE TOIyJaIH dTHI 2-(2-xmop-4-prop-S-aurpodenmn)anerat (22,5 1, 97,8%).

'H SIMP (400 T, IMCO-de): & 8,32 (m, J=8,0 T'u, 1H), 7,91 (n, J=11,2 ', 1H), 4,09 (B, J=7,2 'y, 2H),
3,92 (c, 2H), 1,17 (1, J=7,2 'y, 3H).

PactBop atnn 2-(2-x10p-4-drop-5-autpodenmn)anerara (22,5 r, 86,2 mmoip) B 3Tanosne (200 mur) mepe-
MemmBanu ¢ Hukenem Pames (20% cycmensus B Boze, ~5,0 T, 17 mmons) B atmocepe Bomopona (30 ¢yn-
TOB/KB.ZIO¥MM) B TeueHue 5 4. Katammzarop ynansmu GuiabTpoBaHuEM U QHUIBTPAT KOHIEHTPUPOBAIH, B PE3YIlhb-
TaTe MOITydasu 3T 2-(5-amuHo-2-x1op-4-propdenmn)anerat (19 r, 95% BbIxOx).

'H SIMP (400 MI'ry, IMCO-dq): & 7,10 (z, J=11, 2 T, 1H), 6,71 (1, J=9,2 T, 1H), 5,27 (c, 2H), 4,05 (ks,
J=6, 8 I', 2H), 3,57 (c, 2H), 1,14 (1, J=6,8 'y, 3H);

MC (ESI) m/z: 232,0 [M+H]".

IIpumep D4.

K nepememmnBaemomy pactsopy 1-0pom-4-¢prop-2-metundensona (30 r, 0,16 MoIb) B KOHIIEHTPUPOBAHHOM
H,S0,4 (200 M) mopumsmu mo6asisin KNO; (16,1 1, 0,16 Mmous) ipu 0°C. 3aTeM MoJydeHHYI0 CMECh TepeMe-
muBayy ipu 0°C B Teuenune 30 MUH, peaKIMOHHYIO CMECh BIMBAIN B JICISIHYIO BOLY M dKcTparupoBanu EtOAc
(3x100 mur). O6benuHEHHBIE OpraHMdecKrue (a3bl MPOMBIBAIHM HACBHIIIEHHBIM pacTBOpoM Na,COs U COJIEBBIM
pacTBOpOM, CYIIMIH, (pUIBTPOBAJIM M KOHIIEHTPHUPOBAIM, B pe3ysibTaTe moiydanu 1-0pom-4-¢pTop-2-mMeTui-5-
HuTpobenson (20 r, 53,6% BbIXON).
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'H SIMP (300 T'rt, IMCO-dy): 8 8,15 (1, J=7,2 T, 1H), 7,52 (n, J=12 T, 1H), 2,35 (c, 3H).

K pactBopy 1-0pom-4-dprop-2-metmi-S-autpobensona (20 r, 85,8 mmons) B MeTanoine (300 mi) no6apms-
mu Ni Panes(20 Bec.%, ~2,0 1, cycrieH3us: B BOJE, IPOMBIBAIIA HECKOJIEKO pa3 alleTOHOM), 3aTeM TOIYUYCHHYIO
CMeCh THIPOTEHUPOBAIIN B aTMoc(epe Bogopoa B TeueHue 2 4. Katanuzarop GpuibTpoBaiy, KOHIECHTPUPOBAIH
W OCTaTOK IMEePEKPHUCTAUTM30BBIBATN (TIETPOJNICHHBIM dGUp), B pe3yibTaTe MNOIydad S-Opom-2-GTop-4-
metmwipermaamut (10 T, 57,5% BBIXOX).

'H SIMP (400 MT', IMCO-de): & 7,12 (1, J=10,2 T, 1H), 6,78 (1, J=10,9 I', 1H), 4,85 (c, 2H), 2,29 (c,
3H), 1,26 (c, 12H).

Uepes pactBop 5-Opom-2-¢pTop-4-meTundennnamuHa OapOotupoBamu  azotr (3,5 r, 17,2 Mmomb),
6uc(mmruakonaro)audop (3,9 r, 15,5 mmons), u nobdasnsmm KOAc (4,2 T, 51,6 Mmois) B IM® (10 mur) B TedeHue
20 mun. K nomydyenHoii cmecu nobasnsim dppf (954 mr, 1,7 mmons) u PACl, (151 mr, 0,86 MMoib), mTociie 4yero
OapOoTHUpOBaHKE a30Ta MPOJIOKAIN B TedeHue 30 MUH, MONMYYeHHYIO cMech HarpeBaym a0 80°C B atMocdepe
a3zoTa B TeueHue 16 4.

N36piTox IM® ypansiy npu IMOHWKEHHOM JIaBICHHH M OCTATOK pasnessuii Mexxay Bonoi n EtOAc. Op-
TaHUUYECKYIO (ha3y NMPOMBIBAIH COJEBBIM PACTBOPOM, CYIIWIN, (QUIBTPOBAIM M KOHIEHTPHPOBAIM M OYHUILAIN
MyTeM KOJOHOYHOW XpoMaTorpaduu Ha CHIIMKareie, B pe3ysbTare 4ero nosrydanu 2-¢prop-4-metuin-5-(4,4,5,5-
terpameTni-1,3,2-nnokcaboponan-2-uin)pennnamut (2 r, 47% BIXOn).

'H SIMP (400 MT't, IMCO-de): & 7,10 (, J=10,4 T, 1H), 6,76 (1, J=12,8 T'n, 1H), 4,85 (c, 2H), 2,27 (c,
3H), 1,24 (c, 12H);

MC (ESI) m/z: 252,1 [M+H]".

IIpumep DS.

3-OkconenTananoeByro kucioty (101 r, 0,5 MMoITb), TUATHUIIOBBIH 3up, TPUITHIIOBEIH opTodopmar (81,4
r, 0,55 Monp) u ykeycHbii anruapun (102 r, 1 Mmons) o0beaubsn 1 HarpeBasu 10 120°C B Teuenue 2 u. [Tomy-
YEeHHYIO CMECh OXJIAXKIAN 10 KOMHATHOW TeMriepaTypsl u pactBopsuti B JIXM (1000 mur). ITocne manmpHeiero
oxnaxaenus 10 0°C nobasmsmn ammuax (30%, 80 Mi1) M peakIMOHHYIO CMECh OCTaBJISLIM JJIsl HarpeBaHHs J0
KOMHAaTHOW TeMmeparypsl Ha Houb. [IpomykT skctparupoBanu Bomoit (2x1000 mi). 3atem BoaHow (azy mon-
kucisua A0 pH 5 xonnentpuposannoit HCl. Ocamok coOupanu GuibTpoBaHHEM, B Pe3yiIbTaTe TOTYYaTd THI
4,6-murnapoxcuaukoTHHAT (60,0 T, 60% BBHIXOX).

'H SIMP (400 MT', IMCO-de): & 7,99 (¢, 1H), 5,58 (c, 1H), 4,23 (x8, J=6,8, 14,0 ', 2H), 1,25 (1, J=7.2
I'm, 3H).

MC (ESI) m/z: 184,1 (M+H").

Otun 4,6-muruapoxcuHukoTuHar (60 T, 0,328 MOIL) MemIeHHO NOOaBISUIM 2 J1 KOJIOYy, COIEpKallyro
POCI; (500 mi). ITocne 3aBeprienust 100aBIEHHS PEaKIHOHHYIO CMECh HarpeBaJIM C 0OPATHBIM XOJIOAMIEHIUKOM
B TeueHue 2 4. [lomydyeHHYIO0 cMech NUCTHIUIMPOBAIH INPH ITOHWKEHHOM JABJICHHH, YTO TO3BOJHJIO YAAIUThH
POCI;. Ocrarok BnmMBajaM B CMECh JIeJ-BOJIa M IMEpeMEIInBaiu B TeueHue 30 MHH, a 3aTeM SKCTParHpOBaIH
EtOAc (3x500 mur). O6beqHEHHBIE SKCTPAKTHI IPOMBIBAIN cOJIeBBIM pacTBopoM (300 M), cymmmm (MgSO,) u
KOHILIEHTPUPOBAJIU B BaKyyMe, B pe3yThbTaTe MOTyyanu 3Tl 4,6-1uxnopHuKoTHHAT (65 1, 90,1% BbIXOR).

'"H SIMP (300 MI', JIMCO-de): & 8,80 (c, 1H), 7,95 (c, 1H), 4,34 (xB, J=6,9 T'ui, 2H), 1,31 (t, J=6,9 Ty,
3H).

MC (ESI) m/z: 220,1 (M+H").

IIpumep D6.

Cwmech (2-xmoopennn)ykcycHor kucaothl (15 T, 88 MMoub) B koHIeHTpupoBanHoit H,SO, (100 M) oxia-
xnamm 1o -20°C u obpabarsiBain (1o KarusiM) KoHueHtpupoBanHblii HNO; (9,4 1, 97 Mmons). [lomydennyro
cMmech nepememuBaiu npu -20°C B tedenue emie 30 MuH. PeakimoHHy10 cMech BIUBAJIM B CMECH JIEA-BOJA U
skcrparupoBasin cmech EtOAc (3x200 mir). OO0bequHeHHBIE OpraHudeckue (a3bl IPOMBIBAIN COJIEBBIM PACTBO-
poMm, cymmmm Ha Na,SO, W KOHIICHTPUPOBaJIM B BaKyyMe, B pe3ynbrare Tnoiydamd (2-xyop-5-
HUTpO(deHm)yKeycHyto Kucinoty (15 r, 79% Beixon).

'H SIMP (400 MTI'u, IMCO-dq): 8 8,58 (c, 1H), 8,35 (M, 1H), 7,96 (m, 1H), 4,2 (c, 2H).

Tuonmnxmopun (16,7 r, 0,14 Moab) 106aBIUA TIO KAIUIAM K PacTBOPY (2-XI0p-5-HUTPODEHWIT)YKCYCHON
kucnotsl pu 0°C (15 1, 0,07 mons) B EtOH (300 MiT) 1 mony4eHHYI0 cMech HarpeBalll ¢ 0OpaTHBIM XOJIOWIIb-
HUKOM B TeUeHHE HOYH. PeakmoHHYI0 CMeCh KOHIICHTPHPOBAIH NP MMOHKEHHOM JTaBICHUH, OCTaTOK BINBAJIN
B JIeAsIHYI0 Boxty u akctparupoBanu EtOAc (2x300 mi). O0beanHEeHHBIE OpraHndeckue (a3sl IPOMBIBAIN COJIE-
BBEIM PAacTBOpPOM W HachIeHHBIM pactBopoM NaHCOs, cymmmm Ha Na,SO, 1 KOHIEHTPUPOBAIN B BaKyyMme, B
pe3yabTaTe mosrydanu 3Tui 2-(2-xmop-5-autpodernn)arnerat (17 v, 99% BoIxoxn).

'H SIMP (400 MT', IMCO-dg): & 8,35 (m, J=2,8 I'n;, 1H), 8,12 (11, J=8.,4, 2,8 T'u, 1H), 7,72 (n, J=8,4 Ty,
1H), 4,10 (xB, J=7,2 T'u, 2H), 3,96 (c, 2H), 1,15 (1, J=7,2 'y, 3H).

ITopomok xenmeza (2,5 1, 4 4,7 MMOJIb) MOPHMAMH AOOABJSIM K pacTBOpy OITHI 2-(2-XJ0p-5-
HuTpodenun)anerata (8 r, 4,68 rimons) u koHueHrpupoBannoir HCI (12M, 3,9 mi, 46,8 mmons) B EtOH (100
Mmi). TTonydernyto cmech HarpeBayi npu 50°C B Teuenue 2 4. Cmech GUIBTpOBAIM B WIBTPAT MPOMBIBAIN
HachIIEHHBIM BOJAHBIM pacTBopoM Na,CO; no pH 8. 3arem ¢unbtpar npomsiBann EtCAc u oObeanHEeHHbIE
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¢unbTpats! paznensuin mexny EtOAc u Bonoit. Opranndeckue ¢asbr cymmnn Ha Na,SO, M1 KOHIEHTPUPOBAJIH B
BaKyyMe, B pe3yJIbTaTe Moydany 3T 2-(5-aMuHo-2-xnopdenun)anerat (5,6 T, 56% BbIxox).

'H SIMP (400 MI'ti, IMCO-dq): & 7,00 (m, J=8,4 Ty, 1H), 6,50 (c, J=2,8 ', 1H), 6,44 (nx, J=8,4 T, 2,8
I'y, 1H), 5,20 (¢, 2H), 4,05 (xB, J=7,2 T'u, 2H), 3,56 (c, 2H), 1,15 (T, J=7,2 'y, 3H).

ITpumep 1.

Crnenys obmeMy crioco0y A, coenuaenune u3 npumepa 81 (0,16 r, 0,42 MMOIb) U COeTUHEHHE U3 TTPUMEpa
Al (0,12 1, 0,42 MMoub) 0OBeauHSIN ¢ TIomydeHueM 1-(5-(2-amuHo-8-MeTHiI-7-0KCc0-7,8-muruapomupumol2,3-
d]mapumuanH-6-n1)-2-propdenun)-3-(3-rpet-0yTui- 1 -hennn- | H-nmupazon-5-um)moueBunsl B Gopme THIPO-
XJIOpUAHOM comu amuHa (85 mr, 38% BBIXOT).

'H SIMP (400 MI'ty, IMCO-dq): & 9,03 (c, 1H), 8,94 (c, 1H), 8,71 (c, 1H), 8,42 (n, J=7,6 ', 1H), 7,89 (c,
1H), 7,58-7,52 (m, 4H), 7,45-7,42 (m, 1H), 7,28 (1, J=8,8 'y, 1H), 6,41 (c, 1H), 3,73 (c, 3H), 1,28 (c, 9H);

MC (ESI) m/z: 527,2 (M+H").

IIpumep 2.

Crnenys obmemy crioco0y A, coeaunenue u3 npumepa B2 (0,15 1, 0,46 MMOIB) U COeIMHEHHE U3 TIPUMEpPa
Al (0,13 1, 0,46 MMoIB) 00BeIMHSUIH ¢ TOXy4YeHUEM 1-(5-(2-aMuHO-8-MeTHII-7-0Kc0-7,8-muruapornupuno[2,3-
dmupumunH-6-un)-2-prophennn)-3-(3-rper-0yTuin-1-metun-1 H-nupazon-5-mr)moueBunsl B popme ruapo-
xyopuaHo# conn amuHa (80 mr, 37% BbIXOT).

'H SIMP (400 MT'n, IMCO-de): & 8,99 (ymmp.c, 1H), 8,87 (c, 1H), 8,68 (c, 1H), 8,43 (n, J=8,4 I'n, 1H),
7,88 (c, 1H), 7,41-7,38 (m, 2H), 7,31-7,29 (M, 2H), 6,12 (c, 1H), 3,63 (c, 3H), 3,57 (c, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 465,2 (M+H").

[Tpumep 3.

Cnenys obmeMy crioco0y A, coenuHenue u3 npumepa B3 (0,075 r, 0,17 mmons) u mpumep Al (0,05 T,
0,17 mmoinp) obweauasn ¢ monyderueMm 1-(1-(3-(2-amuHO-2-0KCc03THI)PeHMT)-3-TpeT-0yTII- 1 H-nmpa3zon-5-
nn)-3-(5-(2-amuH0-8-MeTHN-7-0KCc0-7,8-murunpornupuno[2,3-d jJnupumuanH-6-1i)-2-GTOpHEHWT)MOUCBUHET B
¢dopme ruapoxiopunHoi conu amuHa (41 Mr, 42% BeIXON).

'H SIMP (400 MTI'n, JIMCO-de): & 9,03 (c, 1H), 8,95 (c, 1H), 8,72 (c, 1H), 8,44-8,42 (m, 1H), 7,90 (c, 1H),
7,54 (ymmp.c, 1H), 7,49-7,42 (M, 2H), 7,38-7,26 (M, 4H), 6,94 (ymmup.c, 1H), 6,41 (c, 1H), 3,58 (c, 3H), 3,48 (c,
2H), 1,28 (c, 9H);

MC (ESI) m/z: 584,2 (M+H").

Ipumep 4.

Crenys obmemy crioco0y A, coenunenue u3 npumepa B4 (0,075 r, 0,14 mmons) u npumep Al (0,04 T,
0,14 MMoub) OOBEMUMHSAIM U 3aTeM 3amuTHY0 rpynny yaamsum HCI B nuokcane, B pe3ynbrate moxydand 1-(5-
(2-amuHO-8-MeTHI-7-0KC0-7,8-murunponupuno|2,3-dmupumunana-6-mn)-2-propdpenmn)-3-(3-tpeT-0yTu-1 -
(1H-unmazon-5-wmn)-1 H-nmupa3on-5-un)ModeBHHEI B pOopMe THAPOXIOPUIHON COITH aMHHA.

'H SIMP (400 MI'ry, IMCO-de): 8 9,01 (c, 1H), 8,90 (c, 1H), 8,74 (c, 1H), 8,45-8,42 (M, 1H), 8,20 (c, 1H),
7,90 (c, 2H), 7,70 (m, J=8,8 I'n, 1H), 7,45 (an, J=8,8 ', 2,0 I'u, 1H), 7,28-7,25 (M, 2H), 6,42 (c, 1H), 3,58 (c,
3H), 1,28 (c, 9H);

MC (ESI) m/z: 567,3 (M+H").

ITpumep 5.

Crenys obmemy crioco0y B, 3-uzonponmi-1-denni-1H-nmpazon-5-amun (0,071 1, 0,19 Mmmons) u npumep
Al (0,054 1, 0,19 Mmonb) oObeanHsIIH ¢ TToNydeHueM 1-(5-(2-amuHO-8-MeTHI-7-0KC0-7,8-auruaponupunol2,3-
d]mupumunnH-6-mm)-2-propdennn)-3-(3-uzonpommi- 1 -penun- 1 H-nmupazon-5-mn)moueBunsr B ¢opme ruapo-
XJIOpHIHOM conn amuHa (36 mr, 38% BbIXO).

'H SIMP (400 MTI'ti, IMCO-dy): & 9,05 (c, 1H), 8,97 (c, 1H), 8,74 (c, 1H), 8,42 (1, J=7,2 T'n, 1H), 7,91 (c,
1H), 7,57-7,44 (m, 5H), 7,28 (x, J=8,0 I'n, 1H), 6,37 (c, 1H), 3,62 (c, 3H), 2,89-2,86 (m, 1H), 1,23 (c, J=7,2 I'y,
1H);

MC (ESI) m/z: 513,3 (M+H").

[Ipumep 6.

K pactBOpy 3T 3-TpeT-0yThi-1-(2-(IuMeTHIIaMUHO )-2-0KkcodTHN )- | H-tmpazon-5-kapOokcuiiata u3 mpu-
mepa B17 (0,48 1, 1,7 mmons) B TT'® (10 M) mobasmsumm pactBop ruapokcuna mutus (0,21 r, 5,1 MMoutp) B Bozie
(5 mMu1) ¥ IepeMenmBaI CMeCh B TeUeHHe 16 9 pu KOMHATHOM TemIepaType. PacTBOpUTeNH yAeNsIN, OCTaTOK
noaxucistiin 3M HCl n sxcrparuposanu npoaykt EtOAc (2x30 mir). O0beAnHEHHbIE OPraHUIECKHE SKCTPAKTHI
MIPOMBIBAIM COJIEBBIM pacTBOpoM, cymmiu (Na,SO,) u KOHIICHTPUPOBAIH, B pPE3ylbTaTe MONy4JaId 3-TpeT-
OyTuiI-1-(2-(AuMeTHIaMIHO )-2-0kcoaTrn)- | H-ripa3zon-5-kapoonoByto kucinoty (0,4, 93% Beixom) B dopme
nacToo0pa3HON Macchl.

'H SIMP (400 MT'ri, IMCO-dy): 8 6,69 (c, 1H), 5,30 (c, 2H), 3,02 (c, 3H), 2,82 (c, 3H), 1,24 (m, 9H);

MC (ESI) m/z: 254,0 (M+H").

Cnenyss oOmemy cmocody D,  3-tper-Oyrui-1-(2-(ammernnamuHo)-2-okcoatin)- 1 H-nupazon-5-
kapOoHoBy10 kucinoty (0,055 r, 0,22 mmons) u mpumep Al (0,23 1, 0,88 MMOIIb) 00BEUHSIIN C TIOTyYeHHEM -
(5-(2-amuHO-8-MeTHII-7-0KC0-7,8-murnaponupuao| 2,3-d Jnupumunun-6-nn)-2-gropdenun)-3-(3-tper-oyTni-1-
(2-(numeTnaMuHO )-2-0kcodTHI)- 1 H-tupazon-5-mr)ModeBuHbl B popMe THAPOXTIOPUAHON conu amuHa (81 wmr,
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70% BBIXOT).

'H SIMP (400 MT'i, IMCO-de): & 9,55 (ymmp.c, 1H), 9,16 (c, 1H), 8,78 (c, 1H), 8,47-8,42 (m, 1H), 7,32-
7,30 (m, 2H), 6,28 (c, 1H), 5,10 (¢, 2H), 3,58 (¢, 3H), 3,07 (c, 3H), 2,88 (c, 3H), 1,24 (M, 9H);

MC (ESI) m/z: 536,2 (M+H").

IIpumep 7. Cnenys obmemy ciocody B, kapbamar u3 mpumepa B21 (0,055 1, 0,18 MMomb) U coennHeHne
n3 mpumepa Al (0,05 1, 0,18 mMMoib) oObemuHsIIH ¢ TomydeHueM 1-(5-(2-aMuHO-8-MeTHII-7-0KCO0-7,8-
muraaponupuno|2,3-dmupumuana-6-numn)-2-propdpennn)-3-(1-bpenmn-3-(tpudropmernn)- | H-mupazon-5-
WIT)MOYEBHUHEI B (hOpMe THAPOXIOPUAHON conu amuHa (55 mr, 58% BeIXOT).

'H SIMP (400 MI'ty, IMCO-de): & 9,24 (c, 1H), 9,16 (c, 1H), 8,71 (c, 1H), 8,41-8,39 (M, 1H), 7,89 (c, 1H),
7,65-7,56 (M, SH), 7,31-7,28 (M, 2H), 6,90 (c, 1H), 3,65 (c, 3H);

MC (ESI) m/z: 539,0 (M+H").

ITpumep 8.

Crnenys obmemy criocody A, coemunenue u3 npumepa B2 (0,075 r, 0,23 MMOIIB) ¥ COCTUHCHUE U3 TIPUME-
pa A2 (0,07 1, 0,23 MMouIb) 00BEUHSUIIN € TIOTydeHneM 1-(5-(2-amuHO-8-3THII-7-0KC0-7,8-quruaponupumo[2,3-
dmupumunnH-6-un)-2-prophennn)-3-(3-rper-0yTui-1-metnn-1 H-nupazon-5-mr)moueBunsl B popme ruapo-
XJIOpHIHOH conn amuHa (32 mr, 29% BbIX0).

'H SIMP (400 MI'n, IMCO-dq): & 9,31 (c, 1H), 9,01 (c, 1H), 8,73 (¢, 1H), 8,41 (x, J=8,4 I'n, 1H), 7,91 (c,
1H), 7,31 (n, J=8,4 ', 1H), 6, 17 (c, 1H), 4,32 (x8B, J=6,8 T'u, 1H), 3,67 (c, 3H), 1,24-1,20 (M, 12H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 9.

Crnenys obmemy crioco0y C, coenunenue u3 nonmepa B5 (400 mr, 0,96 MMOJIb) M COEIMHEHNE U3 TIPUMEpa
Al (288 mr, 2,88 MMOb) 00BEIUHSIN ¢ TIOTydeHueM 1-(5-(2-aMuHO-8-MeTHI-7-0KC0-7,8-muruapormupuao[2,3-
d]mupumuana-6-1n)-2-dpropdernn)-3-(1-pernn-3-(taodpen-2-nn) | H-mupazon-5-mn)moueBunsr (208 mr, 39%
BBIXO) B (hOpME THIPOXJIOPHUIHON COJIH.

'"H-sIMP (IMCO-dg) & 3,58 (c, 3H), 6,87 (c, 1H), 7,10-7,12 (m, 1H), 7,28-7,31 (m, 2H), 7,47-7,61 (M, 7TH),
7,91 (c, 1H), 7,70-8,30 (ymmup.c, 2H), 8,43 (x, 1H), 8,80 (c, 1H), 9,19 (c, 2H);

MC (ESI) m/z: 553,0 (M+H").

ITpumep 10.

Crnenys obmemy cioco0y A, coeaunenue u3 npumepa B6 (0,071 1, 0,2 MMOIB) U COeIMHEHHE U3 IPUMEpPa
Al (0,057 r, 0,2 MMoITB) 00BeIMHSIIH ¢ TOXy4YeHUEM 1-(5-(2-aMuHO-8-MeTHII-7-0Kc0-7,8-muruaporupuno[2,3-
d]mpumuaus-6-u)-2-groppenun)-3-(1-metnin-3-(tnopen-2-mn)- 1 H-nupazon-5-min)moueBunsl B popme Tui-
poxItopuaHOM conu amuHa (25 mr, 25% BBIXOX).

'H SIMP (400 MTI'ty, IMCO-de): 8 9,39 (c, 1H), 9,06 (c, 1H), 8,74 (c, 1H), 8,45-8,43 (M, 1H), 7,93 (c, 1H),
7,42 (g, J=4,8 T'u, 1H), 7,34-7,31 (M, 3H), 7,06 (an, J=4,8 'y, 3,6 I'n, 1H), 6,60 (c, 1H), 3,58 (c, 3H);

MC (ESI) m/z: 491,0 (M+H").

ITpumep 11.

Crnenys obmeMy crioco0y A, coenunenue u3 npumepa Bl (0,075 r, 0,25 MMOmb) U COEAMHEHNUE U3 TIPUMeE-
pa A2 (0,075 1) oObemuHsmm ¢ moxydeHueM 1-(5-(2-amMuHO-8-3THI-7-0KCO-7,8-muruapormupuao[2,3-
d]jmapumuanH-6-n1)-2-propdennn)-3-(3-tpet-0yTi- 1 -hennn- | H-nmupaszon-5-um)moueBunsl B Gopme THIPO-
XJIOOUAHOM comu amuHa (56 mr, 41% BBIXOT).

'H SIMP (400 MTI'n, JIMCO-de): & 9,04 (c, 1H), 8,94 (c, 1H), 8,73 (c, 1H), 8,42-8,40 (M, 1H), 7,89 (c, 1H),
7,58-7,52 (m, 4H), 7,46-7,42 (M, 1H), 7,29-7,27 (M, 2H), 6,41 (c, 1H), 4,32 (xB, J=6,8 I';, 1H), 1,28 (c, 9H), 1,22
(1, J=6,8 I', 3H);

MC (ESI) m/z: 541,3 (M+H").

ITpumep 12.

Crnenyst obmemy crioco0y A, coeaunenue u3 npumepa B2 (0,500 1, 3,3 MMOIIb) U COeIMHEHHE U3 IPUMEpPa
A3 (0,382 1, 1,21 mMmomp) OOBECHUHSUIM W OYMINATH IyTEM KOJOHOYHOW Xpomatorpaduu (12-100%
EtOAc/rexcansr), B pedyabrate nonydanu 1-(3-tpet-OyTui-1-metmn-1H-nupazon-5-nm)-3-(2-prop-5-(8-metuni-
2-(metunrtuno)-7-okco-7,8-muruaporupuno|2,3-dmupumuana-6-mn)permn)moueBuny (0,180 r, 30% Bexom) B
(hopme mIeHKH

MC (ESI) m/z: 496,0 (M+H").

Crnenys npouenype, aHamornaHon npumepy Al, 1-(3-tper-0ytun-1-metwmn-1H-mupazon-5-mum)-3-(2-¢prop-
5-(8-metmi-2-(MeTunTHO)-7-0KC0-7,8-nurnaponupuno| 2,3-d jnupumuaun-6-mwn)penmn)mouesuny (0,180 T,
0,363 mmois) 1 MeNH,-HCI (0,0502 r, 0,743 mmounsb, 2,00 3kB.) 00beauHsIH ¢ IONy4deHueM 1-(3-tper-0yTmi-1-
metwi- 1 H-iupazoin-5-un)-3-(2-dprop-5-(8-metnn-2-(MeTninamune)-7-oxkco-7,8-auruaponupuno| 2,3-d jnrupumu-
JuH-6-11)dpennmn)moueBuHsl (0,0451 1, 24% BbIX0T) B JOpME THAPOXJIOPHIHOM COMH.

'H SIMP (400 MT'ti, IMCO-d¢): 8 9,49 (ymmp.c, 1H), 9,07 (c, 1H), 8,44-8,41 (m, 1H), 7,97 (ymrup.c, 1H),
7,92 (c, 1H), 7,33-7,27 (m, 2H), 6,23 (c, 1H), 3,71 (¢, 3H), 3,63 (ymmp.c, 3H), 2,94 (c, 3H), 1,24 (c, 9H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 13.

Cnenys obmemy criocody A, coemunenue n3 npumepa B7 (0,180 r, 0,444 MMoIb) B COETUHEHHE U3 TIPH-
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mepa Al (0,138 1, 0,484 wmmonp) oOwvemuHsuin ¢ moiydenueM 1-(5-(2-amuHO-8-MeTHII-7-0KCO-7,8-
quruaponupuao|2,3-dmupumMunuH-6-mn)-2-gropdennn)-3-(3-rper-0ytun-1-(3-propdennn)-1 H-nupazon-5-
nm)mouesuny (0,08 r, 33% BrIxox) B popme Oemnoii ieHkH. [1oTydeHHyI0 MOYEBHHY MIPEBPAIIaId B COOTBETCT-
Bytomyto cosib HCI mytem peakumu ¢ HCL.

'H AMP (JIMCO-de): 8 9,15 (c, 2H), 8,81 (c, 1H), 8,39 (n, J=7,8 T, 1H), 7,94 (c, 1H), 7,59-7,56 (M, 1H),
7,45-7,41 (m, 2H), 7,30-7,26 (M, 3H), 6,42 (c, 1H), 3,57 (c, 3H), 1,28 (c, 9H);

MC (ESI) m/z: 545 (M+H").

IIpumep 14.

Crnenys obmemMy criocody A, coemunenne u3 nmpumepa B8 (0,10 r, 0,23 MMoIb) U coeTMHEHNE U3 TIpUMEpa
Al (65 mr, 0,23 MMoITb) 00BenUHSTH ¢ TIOTydeHueM 1-(5-(2-aMuHO-8-MeTHII-7-0Kc0-7,8-quruaponupuao[2,3-d]
MUPUMUANH-6-111)-2-pTopdhernn)-3-(3-Tper-OyTmi-1-(xuHonnH-6-m)-1 H-nnpazon-5-wr)MoueBunsl B opme
comu ¢ HCI (43 mr, 32% BbIXON).

'"H SIMP (400 MT'i, IMCO-de): & 9,08 (yump.c, 1H), 9,02 (ux, J=1,2, 3,6 I'n, 1H), 8,97 (m, 1H), 8,69 (c,
1H), 8,60 (M, 1H), 8,40 (nm, J=1,6, 8,0 I'u, 1H), 8,21 (M, 2H), 8,02 (mn, J=2,4, 8,4 I'y, 1H), 7,86 (c, 1H), 7,69
(mm, J=4,0, 8,4 T'n, 1H), 7,39 (yump.m, 1H), 7,27 (M, 2H), 6,49 (c, 1H), 3,58 (c, 3H), 1,32 (c, 9H);

JKX-MC (EI) m/z: 578,3 (M+H").

ITpumep 15.

Crnenys obmemy crioco0y B, coenurenne u3 npumepa B9 (0,071 1, 0,26 MMOITb) B COEIMHEHNE U3 TIPUME-
pa Al (0,074 1, 0,26 mMMomb) oOBemuHsIH C mondydeHueM 1-(5-(2-aMHHO-8-METHII-7-0KCO0-7,8-TUTrHAPO-
upuo| 2,3 -dmupumunna-6-mn)-2-propdernn)-3-(3-(2-propdpenun)- 1 -meTun- 1 H-mupazon-5-mun)ModeBHHbBI
(49 wmr, 38% BBIXOA). DTO TBEpAOE BEIIECTBO MPEBPAIIATN B THAPOXJIOPUI aMHHA ITyTeM obpabotku 0,1H. pac-
tBopoM HCI.

'H SIMP (400 MI'n, IMCO-de): & 9,32 (ymmp.c, 1H), 9,01 (c, 1H), 8,72 (c, 1H), 8,43 (n, J=8,0 I'n, 1H),
7,94-7,90 (m, 2H), 7,35-7,21 (M, 5SH), 6,67 (1, J=4,8 I'n, 1H), 3,80 (¢, 3H), 3,57 (c, 3H);

MC (ESI) m/z: 503,3 (M+H").

ITpumep 16.

Crnenys obmemy crocody A, coenuaerne u3 npumepa B10 (85 mr, 0,21 MMoib) U cOeTUHEHUE U3 TIPUME-
pa A2 (63 wmr,, 0,21 Mmosb) 00BeaMHSUIM, B pe3ynbTaTe 4yero nonydanu 1-( 5-(2-ammHO-8-3THI-7-0KCO-7,8-
quruaponupuao|2,3-d | nupumMunua-6-mn)-2-gpropdennn)-3-(3-rper-Oytuin- 1 -(6-metunmupuuH-3-ui)- 1 H-
NHMPa3o-5-uia)MOYEBUHY B popMe ruapoxiopuaHon conn (68 mr, 54% BeIXOn).

'H SIMP (400 MI'u, AMCO-dg): 6 9,35 (yummp.c, 1H), 9,13 (ymmup.c, 1H), 8,85 (n, J=2,0 I'u, 1H), 8,74 (c,
1H), 8,35 (an, J=1,6, 8,4 I'n, 1H), 8,25 (m, 1H), 7,90 (¢, 1H), 7,74 (7, J=8,4 I'u, 1H), 7,71 (ymmup.c, 1H), 7,29 (M,
2H), 6,46 (c, 1H), 4,31 (xB, J=7,2 T'n, 2H), 2,66 (c, 3H), 1,29 (c, 9H), 1,22 (1, J=7,2 T'w, 3H);

XKX-MC (El) m/z: 556,3 (M+H").

ITpumep 17.

Cnenys obmemy criocody A, TROC-kap6amat u3 npumepa B2 (0,071 r, 0,23 MMomb) B COeMHEHHUE W3
npumepa A4 (0,071 r, 0,23 MmMonb) 00benHATN ¢ TIofydeHrueM 1-(3-tpetr-0yTui-1-metuin-1H-mupazon-5-mm)-3-
(5-(8-3THN-2-(METHIAMIHO )-7-0KC0-7,8-muruaponupuao| 2,3-d jJmupuMuaua-6-mn)-2-gpropdeHmn)ModeBuHbL (45
mr, 40% BBIXOJ).

'H SIMP (400 MT', IMCO-de): & 9,60 (¢, 1H), 9,12 (c, 1H), 8,72 (ymmp.c, 1H), 8,40 (x, J=8,4 I'n, 1H),
7,98 (ymmmp.c, 1H), 7,91 (c, 1H), 7,33-7,27 (m, 2H), 6,24 (c, 1H), 4,36 (ymmmp.c, 2H), 3,79 (c, 3H), 2,93 (c, 3H),
1,24 (c, 12H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 18.

Crienys mporieaype, aHaIoruaHoi npumepy 12, coemunenue u3 npumepa B10 (0,051 r, 0,23 mmoms), co-
equaenne u3 npumepa A3 (0,072 1, 0,23 MMOJIb) ¥ METHJIAMUH OOBEIUHSIH C TToJrydeHueM 1-(3-tper-OyTwi-1-
(6-meTmmupuanH-3-ui)- 1 H-mupa3zon-5-nm)-3-(2-drop-5-(8-Metni-2-(MeTHIaMHHO )-7-0KCO-7, 8- TUTHIIPO-
nupuao|2,3-d|mupumuauH-6-1)deHmT)ModeBHHEI (57 Mr, 46% BBIXOT).

'H SIMP(400 MI'u, IMCO-d): 8 9,17 (¢, 1H), 9,04 (c, 1H), 8,79 (1, J=2,0 I'u, 1H), 8,69 (ymmup.c, 1H),
8,38 (mm, I==2,0 u 5,6 I'u, 1H), 8,15 (m, 1H), 7,88 (¢, 1H), 7,67 (1, J=8,8 T'u, 1H), 7,29 (M, 2H), 6,46 (c, 1H),
3,60 (ymup.Mm, 3H), 2,93 (ymup.c, 3H), 2,64 (c, 3H), 1,29 (c, 9H);

XKX-MC (El) m/z: 556,3 (M+H").

Ipumep 19.

Crnenys obmemy criocody B, kapbamat 3-u3onpormun-1-mermi-1H-mupazon-5-amun (0,051 r, 0,23 MMoIh)
u coenuHeHue u3 npumepa A4 (0,072 1, 0,23 MmMois) 00beanHsIN ¢ oydeHueM 1-(5-(8-3Tuin-2-(MeTHIaMITHO )-
7-okco-7,8-nuruaponupuno|2,3-dmupumuaun-6-nn)-2-dpropdennn)-3-(3-uzonponnn- 1 -merun-1 H-nupazon-5-
min)MoueBHHSI (78 mr, 71% BbIxox) B popme OeI0T0 TBEpAOTO BEIIECTRA.

'H SIMP (400 MI'n, IMCO-de): & 9,10 (¢, 1H), 9,06 (c, 1H), 8,71 (ymmp.c, 1H), 8,40 (x, J=8,8 I'n, 1H),
7,96-7,87 (M, 2H), 7,35-7,27 (m, 2H), 6,19 (x, J=7,6 I'u, 1H), 4,37 (ymmwmp.c, 2H), 3,69 (x, J=5,2 I'y, 3H), 2,92 (c,
3H), 2,85-2,81 (M, 1H), 1,25-1,17 (M, 9H);

MC (ESI) m/z: 479,2 (M+H").

-47 -



026730

ITpumep 20.

K pacrBopy 2-(3-Tper-0yTHi-5-(3Tokcukapoonmnn)-1 H-impason-1-un)ykcycHol KHCIOTH U3 mpumepa B17
(0,77 r, 3,02 mmonn) B IM® (5 M) mobasmsumm D/1X (EDC, 0,75 1, 3,93 mmouns), HOBt (0,55 1, 3,62 MMoub) 1
Mopdomua (0,39 1, 4,53 Mmons). [Tocre mepeMenMBaHusl CMECH B TeUeHHE 4 9 NIPH KOMHATHOW TeMmIepaType
no6asism Boay (50 mi) 3M HCI (5 mi) u axerparuposanu npoaykT EtOAc (3x30 mi). OObequHEHHBIE opra-
Hudeckue ¢asel mpombiBamy Boa. LiCl, cymmm (Na,SO,4), KOHIIGHTPUPOBAIH U OYHIIAIN MTyTeM XpoMaTorpa-
¢um (EtOAc/CH,Cl,), B pe3ynbrare mosydaian 3TUa 3-TpeT-0yTui-1-(2-MopdommHo-2-okco3trn)- 1 H-nupa3zon-
5-kap6oxkcminar (0,67 T, 691 BpIX0a) B (hopMe TBEpJOTO BEIIECTRA.

'H SIMP (400 M, aneron-dg): 8 6,74 (c, 1H), 5,40 (c, 2H), 4,27 (xB, J=7,2 ', 2H), 3,73 (ymup.c, 2H),
3,65-3,62 (m, 4H), 3,51 (ymmp.c, 2H), 1,32 (1, J=7,2 'y, 3H), 1,29 (c, 9H);

MC (ESI) m/z: 324,2 (M+H").

K pactBopy atn 3-tper-0yTHi-1-(2-mopdonnHo-2-okcoaTmin)-1 H-nupazon-5-kapbokcmnara (0,34 1, 1
MMoutb) B TT'® (10 mur) nobasisum 6opan B TT'® (4 ma 1M pactBopa, 4 mmoits) ipu 0°C B atMocdepe aproHa u
nepememuBain cMech nmpu 60°C B tedenne 12 4. Cmech oxmaxaanu a0 0°C u racumu 3M pacrBopom HCl u
HarpeBaiu g0 60°C B teuenue 30 muH. Cmech moamenaguBanu TBepasiM NaHCO; o pH ~8 u skctparnpoBamu
nponykt CHCI; (2x30 mi), oObequHEHHBIE OpraHn4eckue (a3bl MPOMBIBAIN COJIEBBIM PAacTBOPOM, CYIIHIIH
(Na,SO,), KOHIIEHTPUPOBAIH, B PE3ybTaTe MOJYJaTH ITHI 3-TpeT-0yTHi-1-(2-mopdommuostun)- 1 H-mupazosn-
5-xap6okcunara amuH (0,25 T, 76% BBIX0[) B (hopMe MACTOOOPa3HOI MACCHI.

'H SIMP (400 MTI'n, artetor-de): 8 6,69 (c, LH), 4,60 (t, J=6,4 T'n, 2H), 4,33 (8, J=7,2 I'y, 2H), 3,59-3,53
(M, 4H), 2,69 (t, J=6,4 T'u, 2H), 2,43-2,38 (M, 4H), 1,36 (T, J=7,2 Ty, 3H), 1,29 (¢, 9H);

MC (ESI) m/z: 310,3 (M+H").

K pactBopy atun 3-tpet-0yTHi-1-(2-MopdomunoaTHN)- 1 H-Ntmpa3zon-5-kapookcmwiar amuna (0,43 1, 1,4
mmoib) B TI'® (5 mi) nob6asmsim pacteop LiOH (0,17 T, 4,2 Mmmouts) B Bozie (2 M) M NepeMenInBaId CMECh B
TeueHne 16 4 mpM KOMHATHOH Temreparype. PacTBopurenn ynansid M 3aTeM TYCTYIO JKHIKOCTh Pa30aBiIsiu
Bono# (5 mu), pH noBogwmmu o 4-5 50% BOIHBIM PacTBOPOM YKCYCHOW KHCIOTHI. IIpOIyKT 3KCTparupoBaiu
EtOAc (3x25 mi1) 1 oObeTMHEHHBIE OpraHnYecKue (as3bl MPOMBIBAIH COJIEBBIM pacTBOpoM, cymmin (Na,SOy),
KOHIICHTPUPOBAJIK, B pe3yyibTare Toiydann 3-TpeT-OyTui-1-(2-mopdommuostun)-1H-nmpazon-5-kapOoHOBYIO
kucioty (0,16 T, 41% BBIXOMT) B popMe MacTO0Opa3HOM MaCCHI.

'H SIMP (400 MI', IMCO-de): & 6,65 (c, 1H), 4,54 (t, J=6,4 T, 2H), 3,58-3,52 (M, 4H), 2,69 (1, J=6,4
I'm, 2H), 2,44 (ymmup.c, 4H), 1,28 (c, 9H);

MC (ESI) m/z: 282,3 (M+H").

Cnenys obmemy crioco0y D, 3-tper-Oytmi-1-(2-mopdommuoaTrn)- 1 H-mupa3on-5-kapO0HOBYIO KHCIOTY
(0,048 1, 0,17 Mmmoub), coemuaenue u3 mpumepa Al (0,097 r, 0,34 mmons), TpudTriamud (0,035 T, 0,34 MMoIIB)
u mudenmndocdapunazug (0,07 r, 0,26 MMoib) 00beMHAIH ¢ ToTy4YeHueM 1-(5-(2-amuHO-8-MeTmi-7-0kco-7,8-
quruaponupuao|2,3-d | nupumMunua-6-mn)-2-proppennn)-3-(3-rper-Oytui-1-(2-mopdonurostrn)- 1 H-nupaszosn-
5-unm)moueBuHs! (38 Mr, 40% BbIX01) B popMe rHAPOXIOPHIHON CONM aMUHA.

'H SIMP (400 MI'n, IMCO-dq): & 9,90 (c, 1H), 9,20 (c, 1H), 8,73 (¢, 1H), 8,41 (x, J=8,8 I'n, 1H), 7,92 (c,
1H), 7,30 (1, J=8,4 T'u, 2H), 6, 18 (c, 1H), 4,50-4,48 (M, 2H), 3,89-3,80 (M, 4H), 3,57 (c, 3H), 3,33-3,30 (M, 4H),
1,24 (m, 9H);

MC (ESI) m/z: 564,3 (M+H").

ITpumep 21.

Cnenys mpomenype, aHanormdHor mpumepy 20, 2-(3-tpeT-OyTHi-5-(3Toxcukapoonmn)-1H-mupazon-1-
WIT)YKCYCHYIO KJICTOTY U3 ipuMepa B17, 6er3m nmunepa3us- 1 -kapOoKCHIaT u coennHeHue u3 npumepa Al 00b-
equHsuin ¢ momydenuem  Oemsmnm  4-(2-(5-(3-(5-(2-amuHO-8-MeTHII-7-0KCO-7,8-muruaponupuo[2,3-
d]jmapumuanH-6-n1)-2-propderun)ypenno)-3-tpet-0y - | H-mupazon- 1 -wm)sTmn)nmunepas3un- 1 -kapOokcuiaTa
(117 mr) B popme TBepAOTO BEIIeCTBA.

'H SIMP (400 MI'n, JIMCO-de): & 8,88 (c, 1H), 8,82 (c, 1H), 8,67 (c, 1H), 8,42-8,40 (M, 1H), 7,86 (c, 1H),
7,38-7,28 (M, 9H), 6,11 (c, 1H), 5,05 (c, 2H), 4,04 (1, J=6, 8 ', 2H), 3,57 (c, 3H), 3,36 (ymmup.c, 4H), 2,68 (T,
J=6,8 I'u, 2H), 2,40 (ymup.c, 2H), 1,18 (c, 9H);

MC (ESI) m/z: 697,0 (M+H").

K pactBopy Ocm3mn 4-(2-(5-(3-(5-(2-amuu0-8-MeTHII-7-0KC0-7,8-muruaponupuno| 2,3-d mupumMunna-6-
win)-2-prophennn)ypenno)-3-rper-0ytun-1 H-nupazon-1-un)stwn)nunepasus- 1 -kapoéokcunara (0,11 1, 0,16
mmodib) B EtOAc (10 M) nobasmsimu rutpokcun namwianus (10%, 10 Mr) u nepemMemnmuBaiy cMech B aTMochepe
BOZOpOJia B TeUueHHe 18 4 mpm KOMHATHOH TemrepaType. 3aTeM cMech GuibTpoBasd yepe3 cioil Celite, cioit
npomeiBai EtOAc (2x5 mit). @uinbTpaT KOHIEHTPHPOBAIN, B PE3yNbTaTe MOJIyYalnd TBEPJOE BEIIECTBO, KOTO-
poe OuUHMIIaNH ITyTeM XpoMaTorpaduyl C MCIIOIB30BAaHUEM AIleTOHUTPHIIA M BOIBI B KaYeCTBE AIIIOCHTOB, B pe-
3ynpTare mosydanu  1-(5-(2-amuHO-8-MeTHI-7-0Kc0-7,8-muruaponupuno|2,3-dmupumuana-6-umn)-2-propde-
HU)-3-(3-Tper-0yTi-1-(2-(nunepa3un- 1 -mm)atwn)- | H-mupaszon-5-mi)MoueBuHBl B ()OpMe THAPOXIOPUITHON
comm amuHa (62 mr, 70% BBIXOT).

'H SIMP (400 MI'ty, IMCO-de): 8 9,20 (ymmp.c, 1H), 9,16 (c, 1H), 8,71 (c, 1H), 8,41-8,39 (M, 1H), 7,91
(c, 1H), 7,31-7,29 (M, 2H), 6,18 (c, 1H), 4,44 (ymmp.c, 2H), 3,57 (¢, 3H), 3,52-3,39 (M, 8H), 1,23 (c, 9H);
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MC (ESI) m/z: 562,8 (M+H").

Ipumep 22.

Cnenys obmemy crnocody E, 1-(3-tper-Oytmi-1-mernn-1H-mmmpazon-5-un)-3-(2-prop-5-(8-metnn-2-
(MeTrncynshuHNUN)-7-0KC0-7,8-quruaponupuno|2,3-dmupumunna-6-mn)eHnT)MOYeBUHY U3 mpuMmepa 12
(0,199 r, 0,389 MmomB) U NI,NI-Z[I/IMCTI/IH3T8.H—1,2—,Z[I/IaMI/IH (0,214 ™mn, 1,94 mmoms, 5,00 5KkB.) 0OBEAMHIIIN C
nonmydenueM 1-(3-tper-0ytui-1-merun-1H-mupazon-5-wmn)-3-(5-(2-(2-(muMeTHIIaAMHUHO ) 3TUIIAMITHO )-8 -ME THII- 7 -
okco-7,8-muruaponupuao[2,3-d jmupumMuauH-6-1mi)-2-pTopHEeHNIT)MOUEBUHBI, KOTOPYIO 3aTeM oO0pabaThIBan
HCI, B pe3ynbraTe dero momydanu conb-ruapoxiopun (20,8 mr, 10% BrIxox) B ¢popme 6eI0ro TBEpIOTo Belle-
CTBa.

'H SIMP (400 MT'ti, IMCO-dg): 8 9,07 (¢, 1H), 8,91 (yummp.c, 1H), 8,80-8,75 (ymmp.c, 1H), 8,47-8,44 (m,
1H), 8,01 (ymwmp.c, 1H), 7,97 (¢, 1H), 7,33-7,27 (M, 2H), 6,10 (¢, 1H), 3,77-3,72 (M, 2H), 3,63 (c, 3H), 3,51
(ymmp.c, 3H), 3,37-3,33 (ymmp.m, 2H), 2,86 (M, 6H), 1,21 (c, 9H);

MC (ESE) m/z: 536,2 (M+H").

ITpumep 23.

Crnenys obmemy crnocoOy F, coenmnenne n3z npumepa Al (76 mr, 0,27 mmons) n 1-nzoumanaro-3-
(tpudropmernin)oenzon (80 mr, 0,43 MMob) 0OBemUHSIIH ¢ TIoydeHrueM 1-(5-(2-aMHHO-8-MeTHIT-7-0KCO0-7,8-
muruaponupuno|2,3-dnupumMunug-6-un)-2-propdennn)-3-(3-(tpudropmerni)henmn)moueBunsl (67 mr, 53%
BBIXOJ).

'H SIMP (400 MI't, IMCO-dq): & 9,43 (c, 1H), 8,69 (c, 2H), 8,41 (m, 1H), 8,07 (c, 1H), 7,90 (c, 1H), 7,53
(M, 2H), 7,35-7,25 (M, 5SH), 3,59 (c, 3H);

MC (ESI) m/z: 473,0 (M+H").

[Tpumep 24.

Cnenys obmemy criocody D, coemunenne n3 npumepa B17 (0,051 1, 0,21 MMoIb) B coeqUHEHNE U3 TIPH-
mepa Al (0,12 1, 0,43 mmonb) B mpucytcTBun TpraTHiaamuna (0,032 1, 0,32 mmois) u qudenundocdapunazuia
(0,07 1, 0,26 MMonb) oObenuHsIM ¢ mnoxydeHueM 1-(5-(2-amuHO-8-MeTnI-7-0KCc0-7,8-muruaponupuaol2,3-
d]mupumunnH-6-un)-2-propdennn)-3-(3-rper-0yri-1-(2-(muMeTraaMuHo )3TH) - 1 H-1mipa3on-5-mm)Moue BUHBI
B popme runpoxsiopuaHoii conn amuHa (0,036 r, 32% BEIXOH).

'H SIMP (400 MI', JIMCO-dq): & 9,63 (ymmp.c, 1H), 9,44 (c, 1H), 9,02 (c, 1H), 8,67 (c, 1H), 8,41-8,38
(m, 1H), 7,88 (c, 1H), 7,36-7,27 (M, 3H), 7,18-7,15 (m, 1H), 6,18 (c, 1H), 4,37 (1, J=6,4 I'n, 2H), 3,55-3,51 (™,
2H), 2,84 (c, 3H), 2,82 (c, 3H), 1,23 (c, 9H);

MC (ESI) m/z: 522,2 (M+H").

ITpumep 25.

Crnenys obmemMy crioco0y A, coenuHenue u3 npumepa B2 (0,071 r, 0,22 MMOJb) ¥ COEAMHEHNUE U3 TIPUMeE-
pa A8 (0,067 1, 0,22 MMmonb) oOOBemMHSIN ¢ mTodydeHHeM 1-(5-(2-aMHHO-8-TIMKIONPOIHII-7-0KCco-7,8-
muraaponupuno|2,3-djmupumunna-6-nmn)-2-propdenrnn)-3-(3-tper-0y - 1 -meTmi- 1 H-nmupa3zon-5-uia)ModeBH-
HBI B popme ruapoxiopugHoit comn (0,062 1, 59% BeIxoxn).

'H SIMP (400 MT'1, IMCO-dg): 6 9,12 (c, 1H), 8,92 (¢, 1H), 8,66 (c, 1H), 8,38-8,36 (m, 1H), 7,30-7,28 (M,
2H), 6,13 (c, 1H), 3,64 (c, 3H), 2,89-2,84 (M, 1H), 1,21 (c, 9H), 1,19-1,14 (M, 2H), 0,85-0,81 (M, 2H);

MC (ESI) m/z: 491,2 (M+H").

ITpumep 26.

Crenys obmemy criocoOy F, coenunenne n3 npumepa Al (75 mr, 0,26 mmois) u 1-grop-2-n3ounanato-4-
metminbenson (0,050 mm, 0,39 mmonp) oOwbemuHsM ¢ modydeHueMm 1-(5-(2-amuHO-8-meTHI-7-0KCO-7,8-
quruaponupuao|2,3-d | nupumMunuH-6-mn)-2-groppennn)-3-(2-grop-5-mernnpenuwn)moueBunsl (46 mr, 40%
BBIXOJ).

'H SIMP (400 MTI'u, IMCO-dq): & 9,08 (1, J=1,8 T, 1H), 9,00 (n, J=2,2 Ty, 1H), 8,69 (c, 1H), 8,48 (m,
1H), 8,03 (ax, J=7,9, 1,6 I'u, 1H), 7,89 (c, 1H), 7,34-7,25 (m, 4H), 7,12 (ax, J=11,4, 8,6 T'm, 1H), 6,81 (M, 1H),
3,58 (¢, 3H), 2,27 (c, 3H);

MC (ESI) m/z: 437, 3 (M+H").

IIpumep 27.

Cnenys obmemy criocody C, coenuaenne u3 npumepa B13 (0,081 r, 0,21 MMomb) U coeAMHEHNE U3 TIPHU-
mepa A2 (0,063 1, 0,21 w™Mmomp) oOBemuHsIH ¢ TonydeHuem  1-(5-(2-amuHO-8-3THI-7-0KCO-7,8-
quruaponupuao|2,3-d | nupumMunua-6-mn)-2-gropdennn)-3-(1-u3onponun-3-(tnoden-2-nn)-1 H-nupazon-5-
WJI)MOUYEBHHBI B popMme ruapoxnopuaaoit conu (0,059 r, 52% Beixon).

'H SIMP (400 MTI'ny, JIMCO-de): & 9,13 (c, 1H), 8,94 (c, 1H), 8,70 (c, 1H), 8,42-8,40 (M, 1H), 7,89 (c, 1H),
7,41 (an, J=5,2 I'n, 1,2 T'n, 1H), 7,34-7,30 (™, 3H), 7,06 (a1, J=5,2 'y, 3,2 'y, 1H), 6,57 (c, 1H), 4,54-4,49 (m,
1H), 4,32 (xB, J=7,2 T'u, 2H), 1,42 (1, J=6, 4 I'n, 6H), 1,22 (1, J=7,2 ', 3H);

MC (ESI) m/z: 533,3 (M+H").

ITpumep 28.

Crnenys obmemy criocody A, coemunenue n3 npumepa B13 (0,081 1, 0,21 MMoIb) B cOeTUHEHNE U3 TIPH-
mepa Al (0,060 1, 0,21 wmmomb) oObemuHsSIIH ¢ modydeHneM  1-(5-(2-aMHHO-8-MeTHII-7-0KC0-7,8-
muraaponupuno|2,3-dmupumuana-6-nmn)-2-propdenrmn)-3-(1-uzonpomnmn-3-(tuoden-2-un)- 1 H-nmupa3zon-5-
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WII)MOUYEBHHBI B popMme ruapoxnopuaaoit conn (0,049 r, 45% Beixon).

'H SIMP (400 MTI'n, JIMCO-de): & 9,23 (c, 1H), 8,99 (c, 1H), 8,72 (c, 1H), 8,44-8,41 (M, 1H), 7,91 (c, 1H),
7,41 (an, J=5,2 ', 1,2 I'n, 1H), 7,34-7,30 (M, 3H), 7,06 (a1, J=5,2 'y, 4,0 I', 1H), 6,57 (¢, 1H), 4,52 (xB, J=6,0
I'u, 1H), 3,56 (¢, 3H), 1,42 (1, J=6,0 I'n, 6H);

MC (ESI) m/z: 519,0 (M+H").

ITpumep 29.

Crnenys obmemMy ciocody B, coenunenne n3 npumepa B9 (0,61 1, 0,22 MMoITb) U coOeTMHEHUE U3 TTpUMEpa
A2 (0,066 1, 0,22 MMOJb) 00BemUHSIH ¢ TIoMydeHueM 1-(5-(2-aMuHO-8-3THI-7-0KCO-7,8-muruapomupuao[2,3-
d]mapumuanH-6-n1)-2-propdennn)-3-(3-(2-pTopdenwmn)- 1 -metmi- 1 H-nmupa3on-5-uin)MOYMBUHBL B opMe THII-
poxnopunsoii comu (0,071 1, 62% BBIXOX).

'H SIMP (400 MI', JIMCO-dq): & 9,46 (c, 1H), 9,09 (c, 1H), 8,76 (c, 1H), 8,41 (x, J=8,0 I'u, 1H), 7,94-
7,88 (M, 2H), 7,35-7,21 (M, SH), 6,66 (1, J=4,0 I'u, 1H), 4,32 (xB, J=7,2 I'ny, 2H), 3,81 (¢, 3H), 1,23 (1, J=7,2 'L,
3H);

MC (ESI) m/z: 517,3 (M+H").

ITpumep 30.

Crnenyst obmemy criocody F, 4-xmop-2-u3onuanato-1-metunodenson (0,112 r, 0,668 MMoIb) U cCOeAMHEHHE
u3 npumepa A2 (0,100 r, 0,334 MMonb) 00ObEeAMHSUIM B STHIIALIETAaTe, B pe3ynbTare noiydanmu 1-(5-(2-amuHo-8-
3THII-7-0KC0-7,8-quruaponupuo| 2,3 -d mupumunna-6-mn)-2-propdennn)-3-(5-xmop-2-Me T EHUIT)MOICBHHY,
KOTOPYIO TIIPEBPAIIajIi B THAPOXIOpHIHYIO coib (120 mr, 77% BBIXOX).

'H SIMP (400 MT'n, IMCO-de): & 9,38 (c, 1H), 8,78 (ymmp.c, 1H), 8,66 (c, 1H), 8,45 (n, J=8,0 I'y, 1H),
8,07 (m, 1H), 7,94 (m, 1H), 7,31 (m, J=8,0 T'm, 1H), 7,20 (m, J=8,0 I'u, 1H), 6,98 (m, J=8,0 I'y, 1H), 4,30 (xB,
J=6,0 I'u, 2H), 2,26 (c, 3H), 1,22 (T, J=6,0 I'y, 3H);

MC (ESI, m/z: 467,0, M+H").

ITpumep 31.

Crnenyst obmemy criocody F, 4-xmop-1-u3ornmanato-2-metundenson (0,112 r, 0,668 MMoIb) U coeMHEHHE
u3 npumepa A2 (0,100 r, 0,334 MMob) 00ObEeAMHSUIN B STHIALETAaTe, B pe3ynbTare noiydanu 1-(5-(2-amuHo-8-
9THII-7-0KC0-7,8-nuruaponupuad|2,3-dmupumMunus-6-umn)-2-gproppennn)-3-(4-xop-2-MeTHI) eHIIT)MOYCBHHY,
KOTOPYIO TpeBpaliaii B THLPOXIOPHAHYIO coib (125 mr, 80% BeIXON).

'H SIMP (400 MT';, IMCO-dg): 6 9,16 (m, 1H), 8,74 (c, 1H), 8,54 (c, 1H), 8,46-8,43 (m, 2H), 7,93 (c, 1H),
7,91 (m, 1H), 7,31.-7,27 (m, 3H), 7,20 (an, J=8,0, 2,5 T'u, 1H), 4,32 (xB, J=6, 0 ', 2H), 2,26 (c, 3H), 1,22 (T,
J=6,0 T'u, 3H);

MC (ESI, m/z: 567,0, M+H").

ITpumep 32.

Cnenys obmemy crioco0y F, 1-m3onmanaronadranen (0,112 r, 0,668 MMOIb) U coeMHEHUE U3 TIpUMEpa
A2 (0,100 r, 0,334 MMoIb) OOBEAMHSIN B DTHIIAIIETATE, B pe3ynbrare moxydanu 1-(5-(2-aMmuHO-8-3THII-7-0KCO-
7,8-muruaponupuno[2,3-d jnupumuaua-6-min)-2-dTopdenn)-3-(HadTaneH- | -mr)ModeBHHY, KOTOPYIO TIpeBpa-
Iy B THApOXIopuaHyIo coib (130 mr, 83% BBIXOX).

'H SIMP (400 MT'i, IMCO-dq): & 9,36 (c, 1H), 9,26 (c, 1H), 8,77 (m, 1H), 8,50 (x, J=8 ', 1H), 8,23 (x,
J=8 I'm, 1H), 8,06 (m, J=8 I'm, 1H), 7,94 (m, 1H), 7,66-7,46 (m, 4H), 7,31 (M, 4H), 4,32 (xB, J=6,0 ', 2H), 2,26
(c, 3H), 1,22 (t, J=6,0 T'w, 3H);

MC (ESIL, m/z: 469,0, M+H").

ITpumep 33.

Crnenys obmemy criocody F, 1-xmop-3-u3ornmanato-2-metundenson (0,112 r, 0,668 MMoIb) U coeMHEHHE
u3 npumepa A2 (0,100 r, 0,334 MMob) 00ObEeAMHSIIM B STHIIALETAaTe, B pe3ynbTare noiydanmu 1-(5-(2-amuHo-8-
3THII-7-0KC0-7,8-quruaponupuo| 2,3 -dmupumunna-6-mn)-2-hropdennn)-3-(3-xmop-2-Me THI ) EHUIT)MOICBHHY,
KOTOPYIO TIPEBPAIIalIi B THAPOXIOPUIHYIO coib (128 mr, 82% BBIXOX).

'H SIMP (400 MI'u, IMCO-de): & 9,12 (c, 1H), 8,74 (m, 1H), 8,66 (c, 1H), 8,43 (u, J=8 T'u, 1H), 7,90 (M,
1H), 7,78 (m, 1H), ,29 (M, 2H), 7,17 (M, 1H), 4,32 (xB, J=6,0 I'y, 2H), 2,26 (¢, 3H), 1,22 (T, J = 6,0 I'w, 3H);

MC (ESI, m/z: 467,0, M+H").

ITpumep 34.

PactBop 4-(1,3,4-oxcannazon-2-wi)denona (1,05 r, 6,48 mmons) u TpudTHIamMuHa (1,82 M, 13,0 MMoIb) B
CH,CI, (12 mn) oxnaxnamu 1o 0°C u oOpabateiBanu TpudTopMmerancynspoxiaopuaom (0,83 mi, 7,77 MMob).
[TonmyueHHyt0 B pe3ynbTaTe OpaHXKEBYIO peakIMOHHYI0 cMmech nepeMemuBany 30 mus npu 0°C u 30 muH npu
KOMHATHOW Temmeparype. Peakimonnyio cmech BiamBain B EtOAc (50 M), nmpombiBasin Bogoi (20 M), HaCBI-
MIeHHBIM BOIHBIM pacTBopoM NaHCOj; (20 mur) u coneBbiM pactBopoM (20 mur), cymmnu (Na,SO4) ¥ KOHIIEH-
TPUPOBaJIM B BakyyMme, B pesyinprare nosydanu 4-(1,3,4-oxcaguazon-2-min)deHmn TpudropmerancyiboHat
(1,94 1, 102% BBIXOX) B hOpME TBEPAOTO BELIECTBA OCKEBOTO IIBETA.

'H SIMP (400 MT';, IMCO-dq): & 9,43 (c, 1H), 8,22 (z, J=8,6 'y, 2H), 7,78 (1, J=8,6 'y, 2H).

4-(1,3,4-Oxcaguazon-2-mwi)denmn Tpudpropmerancynbdonar (0,645 r, 2,19 MMois), Ouc(mmiuHaKonaTo)andop
(0,72 r, 2,85 monp) u anerat kanus (0,645 r, 6,58 Mmmoins) oovemunsin B IM® (4 mi). [TonyueHHyr0 cMech nera-
3UPOBAJIM B BAKyyMe, HAITOJIHSUIA COCYT aproHoM (ToBTopsuta 4x). Jlo6asmsuu Pd(dppf)Cl, (96 mr, 0,12 MMoIts) 1
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PEaKIMOHHYIO cMech HarpeBan 0 95°C B TeueHne HOUM. PeakipionHyto cMech paszbasisimin EtOAc (50 mi), mpo-
MBIBAJTM BOAOH (2x15 M) u coseBbIM pacTtBopoM (2x10 M), cymmu (MgSO,4) U KOHIIEHTPHUPOBAIT B BaKyyMe.
Xpomarorpaduss Ha cwimkareiae paBana 2-(4-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-wn)henmn)-1,3,4-
okcaauaszon (504 mr, 86% BIXOH) B (hopme OSIIOro TBEPIOrO BEIIECCTBA.

'H SIMP (400 MTI'ti, IMCO-dg): & 8,50 (c, 1H), 8,10 (x, J=8,0 I'u, 2H), 7,97 (x, J=8,0 T', 2H), 1,39 (c,
12H).

PactBop 2-(4-(4,4,5,5-terpamermii-1,3, 2-muokcaboponan-2-mn)dpenmn)-1,3,4-okcanuazon (0,504 r, 1,85
MMoutb) B TT'® (10 M) u B Boze (5 mur) oOpabateiBanu neprogaroM Hatpus (1,19 T, 5,56 mmons). [TonydeHHyI0
B pe3yabTaTe CYCIIEH3UIO ITePEMEIINBAIN IPH KOMHATHOH TeMmIeparype B TedeHre 5 4. J[o0aBisim KpucTam-
qecKyro ykcycHyto kucnoty (0,21 mi, 3,7 MMOIIb), IepeMenTuBain cMech B TedeHue 1 4 u ¢pmibtpoBanu. OT-
(bUIBTpOBAaHHOE TBEPAOE BEMIECTBO MpoMbIBaH dTwianeratoMm (75 mi) u TT'd-meranomom (1:1, 100 M) u
(UIbTpaTH KOHIEHTPHUPOBAIX B BaKyyMe C IOJyYEeHHEM Oelloro TBEpAOro BEmIecTBa. TBepAOe BEHIECTBO CyC-
neaaupoBasi B TT'® (75 M) u 10 Mt 0,1M Boxuoit HCl oOpabateiBanu yabTpa3ByKOM JIJIsl YCKOPEHUST PacTBO-
pennsi. Ciae0BbIe HEPACTBOPUMEIE BellecTBa (PUIBTPOBaIM, Opranudeckyto (asy pa3basisum sTunaneratoM (25
M), mpoMbiBaia 0,1 M Na,S,0; (2x20 mur), Bogoi (2x20 mit) u coneBsiM pacTBopoM (20 mur), cymmmmm (Na,SOy)
Y KOHIICHTPUPOBITIH B BaKyyMe, B pe3ynbTare nosydanu 4-(1,3,4-okcanuazon-2-ui)heHnI00poOHOBYIO KUCIIOTY
(304 wmr, 86% BbIXOM) B (hopMe OEIIOro MOPOIIIKa.

'H SIMP (400 MT', IMCO-dq): 8 9,37 (c, 1H), 8, 32 (¢, 2H), 7,99 (c, 4H).

Cwmecs 4-(1,3,4-oxcanuazon-2-un)peHmiooponoBoit kucioTsl (303 mr, 1,60 MMOITB) U MOJCKYIISIPHBIX CHT
4A B nopomke (300 mr) B CH,Cl, (6 M1) HarpeBanu ¢ 06paTHBIM XOJIOAMILHUKOM B TeueHue 2 4. Jlo6apisuin
ot 3-Tper-Oytmi-1H-nupason-5-kapookcunar (310 mr, 1,6 mmons), nmupuaus (0,13 M, 1,6 MMonb) 1 anerat
memu(Il) (290 mr, 1,6 MMOJIB) ¥ PEaKITMOHHYIO CMECh HarpeBaM ¢ OOpPaTHBIM XOJIOMUIHLHIUKOM B TeueHHe 24 4.
Peakmmonnyo cmech pripTpoBany, TBepaoe BemectBo mpoMbiBau EtOAc (40 mur) 1 MeOH (40 mur). O6beau-
HEHHBbIC (DUIBTPATHI ¥ TPOMBIBKH KOHIICHTPUPOBAIN B Bakyyme W pasnersuid Mexay EtOAc (40 mun) u Bomoi
(20 mm). Opraanyeckue (Ha3pl IPOMBIBaIH BoIoH (20 MiT), HaCKIIIEHHBIM BOAHBIM pacTBopoM NaHCO; (20 mu),
Bozoi (20 mi) u coneBbM pacTBopoM (20 mur), cymmnu (Na,SO,) 1 KOHIICHTPUPOBAIHM B BaKkyyMme. MacistHbIH
OoCTaToOK XpomarorpadupoBaiu, B pesynbrare monydamu ST 1-(4-(1,3,4-okcannaszon-2-wmin)peHun)-3-TpeT-
Oytni-1H-mmpazon-5-kapookcunar (440 mr, >100% BbIxox) B opMe BSI3KOTO Macia, COAEpIKaLlero NPUMECH
ucxoxHoro 3¢upa. CMech UCTIONB30BaIN 0€3 TOTTOTHUTEILHON OYHCTKH.

PactBop atun 1-(4-(1,3,4-okcagnazon-2-wn)denun)-3-tper-0yrmi-1H-mupaszon-5-kapookcunara (440 wr,
1,29 MMOJIB) BIUBAJIM B CMeCh, cocTosmryro u3 TT'® (3 mi), meranona (1 M) u Boas! (1 M), oxmaxkmanu xo 0°C
1 o0pabaTeIBaIA THAPOKCHIAOM JHTHA (62 MT, 2,59 MMoIIb). Peakimonnyto cmech nepementuBanu 3 4 npu 0°C u
3aTeM OCTaBJISUIN JJIsl HAarpeBaHMs 710 KOMHATHOHM Temneparypsl Ha 4 4. Jlobasmsiiim Bogy (15 M) M akcTparupo-
Banmu cMmech dhupoM (2x10 mim). Bogayro dpaknuto moakucisu myteM godasnenus 1M Bognou HCI (2,5 mur,
2,5 mmoup) 1 akcTparupoasd EtOAc (3x20 mur). Opranudeckue $haszsl cymmmn (Na,SO,) 1 KOHIICHTPUPOBAIH B
BaKkyyme, B pesymprare nomydanu  1-(4-(1,3,4-oxcamuazon-2-un)pennn)-3-tper-0yrun-1 H-nmpazon-5-
KapOOHOBYIO KuCIOTY (355 mr, 88% BbIXOT).

'H SIMP (400 MI'ny, IMCO-dq): & 13,35 (yump.c, 1H), 9,40 (x, J=3,4 ', 1H), 8,11 (m, 2H), 7,69 (m, 2H),
7,01 (m, J=3,2 I'n, 1H), 1,32 (c, 9H);

MC (ESI) m/z: 313,0 (M+H").

Crnenyss obmemy cmocody D, 1-(4-(1,3,4-okcagnazon-2-un) ¢enmn)-3-tper-0ytii-1H-nmpason-5-
KapOOHOBYIO KUCIOTY (95 mr, 0,30 MMmons), coeauaenune u3 nmpumepa Al (87 mr, 0,30 mmons) u mupuaus (0,015
M1, 0,19 MMOJIB) OOBEAMHSIIN C TIOTYYEHUEM CBIPOTO TPOoaAyKTa. IIpoAyKT XpoMaTorpagupoBain Ha CUITUKArese
(100% EtOAc), a 3arem kpuctasumzoBamd u3 EtOAc, B pesymprate momydamm 1-(1-(4-(1,3,4-oxcagmazon-2-
nn)pennn)-3-tpeT-0yTri- 1 H-mupazon-5-mm)-3-(5-(2-amuHO-8-MeTHII-7-0KC0-7,8-muruaponupuno| 2,3-d | mupu-
MUIH-6-11-2-(hTop ) eHUT)MOUEBUHY.

'H SIMP (400 MT'i, IMCO-dq): & 9,39 (c, 1H), 9,03 (yump.c, 1H), 8,99 (yump.c, 1H), 8,67 (c, 1H), 8,39
(mm, J=8,0, 2,0 I'u, 1H), 8,19 (7, J=8,6 I'y, 2H), 7,86 (c, 1H), 7,83 (¢, 1H), 7,82 (1, J=8,6 T'm, 2H), 7,33-7,24 (M,
4H), 6,47 (c, 1H), 3,57 (c, 3H), 1,30 (c, 9H);

MC (ESI) m/z: 595,2 (M+H").

ITpumep 35.

Crenys obmemy crocody A, Troc-kapbamar mupaszosnamuna n3 coegunaenus 37 (0,2 r, 0,53 mmons) u co-
ennHenue n3 npumepa A2 (0,160 1, 0,53 MMoib) 00beaANHSIIH ¢ odydeHHeM 1-(5-(2-amuHo0-8-3THII-7-0KCO-7,8-
muraaponupuno|2,3-dmupumuana-6-nmn)-2-propdenmn)-3-(3-uzonponmi- 1 -henni- 1 H-mupazon-5-um)moue-
BUHBI, KOTOPYIO MPEBpAIaX B THAPOXJIOPUAHYIO coiib (140 mr, 50% BeIXOx).

'H SIMP (400 MI't, IMCO-dg): 8 9,10 (c, 1H), 9,05 (c, 1H), 8,79 (c, 1H), 8,40 (n, J=8 I'n, 1H), 7,90 (c,
1H), 7,54 (m, 4H), 7,43 (M, 1H), 7,27 (n, J=8 I'u, 1H), 6,36 (c, 1H), 4,32 (kB, J=6,0 I'y, 2H), 2,89 (M, 1H), 1,22
(M, 9H);

MC (ESI, m/z: 527,2, M+H").

ITpumep 36.

Crnenyst obmemy criocody C, coenuuenue u3 nonmepa B14 (420 mr, 1,50 mmons) npeBpamany B 73% mo-
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Ho-Troc, 2,2,2-tpuxnopatuin 3-tpet-0yTmi-1-(2-MeTmixuHoanH-6-nn)-1 H-nupazon-5-unkapbamara u 16% Ouc-
Troc, cornmacHo aHanuzy MetonoM XXX, u ucnonbp30Bau 6€3 TOMOIHUTEIBHOW OUYUCTKU B CIEAYIONIEH peakly
(667 mr).

MC (ESI) m/z: 456,5 (M+H").

Coenunenne u3 mpumepa Al (136 wmr, 0,475 MMonb) U onmucaHHyto Bbimie cmech Troc (200 mr, 0,453
MMOJIb) OOBEAMHSIN C TodydeHueM 1-(5-(2-amMuHO-8-MeTH-7-0kco-7,8-quruaponupuao|2,3-dmupumunna-6-
nn)2-propdenmn)-3-(3-tper-0yTmi-1-(2-MeTunxunonnH-6-mn)- 1 H-mupazon-5-wn)MoueBuHBl B opMe THIPO-
XJIOpUAHOM comi (22 xr, 8% BBIXOT).

'H SIMP (300 MI'n, JIMCO-de): & 1,32 (c, 9H), 2,96 (c, 3H), 3,56 (c, 3H), 6,49 (c, 1H), 7,26-7,28 (M, 2H),
7,70 (ymmup.c, 2H), 7,88 (c, 1H), 7,95 (1, J=8,7, 1H), 8,31-8,35 (M, 2H), 8,42-8,44 (M, 1H), 8,50 (m, 1H), 8,74 (c,
1H), 9,01 (m, 1H), 9,17 (c, 1H), 9,46 (c, 1H);

MC (ESI) m/z: 592,3 (M+H").

ITpumep 37.

Crenys obmemy criocoOy B, kapbamat 3-uzonponi-1-¢penni-1H-mmpazon-5-amuna (1,01 1, 5,02 Mmous)
u coenumHenue u3 mpumepa Al2 (0,69 1, 2,3 MMonb) oObequHsIIM ¢ nonydeHuem 1-(2-¢prop-5-(8-metmi-2-
(MeTrmamMuHO)-7-0Kkco-7,8-quruaponupuao| 2,3-d | mupumunuH-6-wmi)denwn)-3-(3-uzonponmi- 1 -pernn- 1 H-
MHPa30JI-5-MI1)MOYEBHUHEI B opMe rps3HO-0enoro TBepaoro BemecTsa (0,75 T, 62% BbIXox).

'H SIMP (400 MTI'u, IMCO-dq): & 8,99 (c, 1H), 8,90 (c, 1H), 8,75-8,66 (M, 1H), 8,42 (mn, J=8,0 I', 1,6 Ty,
1H), 7,87 (¢, 1H), 7,83-7,81 (m, 1H), 7,58-7,51 (m, 4H), 7,46-7,41 (m, 1H), 7,32-7,23 (M, 2H), 6,37 (c, 1H), 3,63-
3,56 (m, 3H), 2,93-2,87 (m, 4H), 1,23 (n, J=6,8 T'u, 6H);

MC (ESI) m/z: 527,2 (M+H").

ITpumep 38.

Crnenys obmemMy ciocody B, coenuaenne nu3 npumepa B1 (1,01 1, 4,69 MMoIb) U coemnHEeHUE U3 TpUMeEpa
Al12 (1,25 1, 4,18 MMoib) 00beanHsIHN ¢ TTosTydeHueM 1-(3-tper-Oytmi-1-denmn-1H-mupazon-5-ui)-3-(2-prop-
5-(8-metmi-2-(MeTHnaMuHO)-7-0Kco-7,8-auruaponupuao| 2,3-d JnupumMuinH-6-11) peHna)ModeBUHBL B (hopMe
rpsizHO-0eroro TBepaoro Bemectsa (1,39 r, 62% BbIXON).

'H SIMP (400 MT', IMCO-dy): & 9,00 (c, 1H), 8,89 (c, 1H), 8,75-8,67 (m, 1H), 8,42 (mx, J=8,0 I'n, 1,6 Ty,
1H), 7,88 (c, 1H), 7,83-7,81 (m, 1H), 7,58-7,51 (m, 4H), 7,46-7,41 (m, 1H), 7,32-7,23 (M, 2H), 6,41 (c, 1H), 3,63-
3,56 (m, 3H), 2,92 (n, J=4,0 ', 3H), 1,2 8 (¢, 9H);

MC (ESI) m/z: 541,3 (M+H").

ITpumep 39.

Crnenys obmemy crioco0y B, coenurenne n3 mpumepa B9 (0,61 r, 0,22 MMoITb), 1 COSAMHEHUE U3 TTPUMEpa
A12 (0,066 1, 0,22 MMosb) oOBemuHsIH ¢ TonydeHueM 1-(2-drop-5-(8-mMeTni-2-(MeTuIaMuHo )-7-0kco-7,8-
muraaponupuno|2,3-dmupumunana-6-nn)pernn)-3-(3-(2-propdenmn)- 1 -metmi- 1 H-nmupazon-5-uia)ModeBHHB B
topme ruapoxmopunnoii comu (0,071 t, 62% BBIXOX).

'H SIME (400 MI'wy, IMCO-dq): & 9,33 (c, 1H), 9,01 (c, 1H), 8,70 (c, 1H), 8,44-8,41 (m, 1H), 7,94-7,90 (m,
2H), 7,35-7,21 (m, 5H), 6,67 (n, J=4,4 ', 1H), 3,80 (¢, 3H), 3,62 (c, 3H), 2,93 (c, 3H);

MC (ESI) m/z: 517,3 (M+H").

ITpumep 40.

Crnenys obmemy crioco0y F, 4-o6udenmnmn uzonuanar (0,100 r, 0,512 mmons, 1,00 3kB.) U COeAMHEHNE W3
npumepa A3 (0,162 1, 0,512 mmonb, 1,00 s5kB.) oOvemuuHsIM c mosydeHueM 1-(2-¢pTop-5-(8-mermin-2-
(MetmntHO)-7-0KC0-7,8-muruapornupuno| 2,3-d [mupumunua-6-un)denmn)-3-(4-oudenmn)mouesunnl  (0,1884 T,
72% BBIXOM) B (popME TBEPJOTO BEIIECTBA IEPCHUKOBOIO I[BETA, KOTOPOE HMCIOJIB30BaIM 0€3 JOMOJHUTEIHHOM
00paboOTKH Ha CIEAYIONEH CTaInH.

'H SIMP (400 MI't, IMCO-de): & 9,22 (c, 1H), 8,98 (c, 1H), 8,68 (ymmp.c, 1H), 8,54-8,51 (M, 1H), 8,10
(c, 1H), 7,66-7,56 (M, 7H), 7,46-7,42 (m, 2H), 7,36-7,30 (M, 3H), 3,69 (c, 3H), 2,63 (c, 3H);

MC (ESI) m/z: 512,3 (M+H"), 534,0 (M+Na").

Crnenys mpouenype, anamorndnoid mnpumepy Al, 1-(2-dTop-5-(8-meTmn-2-(MeTHnTHO)-7-0KC0-7,8-
muraaponupuno|2,3-dmupumuana-6-nn)pernn)-3-(4-oudennn)modeBuny 1 MeNH,-HCl o6benuHsnm ¢ momy-
geHueM 1-(2-pTop-5-(8-meTmn-2-(MeTrIaMuHo)-7-0kco-7,8-muruaponupuao| 2,3-d |mupuMuuH-6-m)peHun)-3-
(4-6udenmm)moueBunsl (59,9 Mr) B popme OseTHO-KENTOTO TBEPIOTO BEILIECTB, KOTOPOE 3aTE€M IIPEBpaIlaly B
coip HCI (56,7 mr).

'H SIMP (400 MT't;, IMCO-de): 8 9,30 (c, 1H), 8,71 (ymmp.c, 1H), 8,67 (ymmp.c, 1H), 8,48 (ax, 1H, J=2,0
u 8,0 I'm), 7,92 (c, 1H), 7,65-7,56 (m, 7TH), 7,46-7,41 (M, 2H), 7,34-7,26 (m, 3H), 3,64 (ymmp.c, 3H), 2,94
(ymmp.c, 3H);

MC (ESI) m/z: 495,0 (M+H").

ITpumep 41.

Cnenys obmemy criocody D, coemunenne n3 npumepa B17 (0,061 r, 0,25 MMoIb) B cOeTUHEHNE U3 TIPH-
mepa A37 (0,14 r, 0,51 mmons) B mpucyTcTBUH TpraTHiamuna (0,077 T, 0,76 MMons) u audenmidochapuiasn-
na (0,077 r, 0,28 MMob) 00BeauHATN ¢ TToTydeHneM 1-(3-(2-amuHO-8-MeTHI-7-0KCc0-7,8-muruaponupuno(2,3-
d]jmapumuanH-6-n1)pernn)-3-(3-tpeT-0yTri- 1 -(2-(numerniaamMuHo )3trn )- | H-mupazon-5-un)mModeBuHBI B (Hop-
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Me ruapoxiopuaaoit conm (0,063 T, 49% BBIXON).

'H SIMP (400 MT'i, IMCO-dg): 8 9, 62 (yump. ¢, 1H), 9,46 (c, 1H), 9,24 (c, 1H), 8,67 (c, 1H), 7,89 (c,
1H), 7,45 (n, J=8,0 T'u, 1H), 7,36-7,31 (m, 4H), 7,17-7,12 (m, 1H), 6,15 (c, 1H), 4,38 (T, J=6,4 I'ny, 2H), 3,58 (c,
3H), 3,55-3,51 (m, 2H), 2,84 (c, 3H), 2,83 (c, 3H), 1,24 (c, 9H);

MC (ESI) m/z: 504,2 (M+H").

ITpumep 42.

Cnenys obmemy croco0y F, coenmnenne u3 mpumepa Al (72 wr, 0,25 mMMons) u 1-m3ommanaro-3-
metmwioenson (0,049 mim, 0,38 MMonb) oObemuHsUTM ¢ TomydeHueM 1-(5-(2-aMuHO-8-MeTHIT-7-0KCO0-7,8-
muruaponupuno|2,3-dmupumMunnH-6-un)-2-hTopheHn)-3-M-TonuIMoueBUHEI (57 Mr, 52% BBIXONX).

'H SIMP (400 MI'u, IMCO-de): & 9,01 (ymmp.c, 1H), 8,69 (c, 1H), 8,57 (1, J=2, 5 I'u, 1H), 8,45 (M, 1H),
7,89 (c, 1H), 7,34-7,27 (m, 4H), 7,22-7,14 (m, 3H), 6,81 (n, J=7,1 T'u, 1H), 3,58 (c, 3H), 2,29 (c, 3H);

MC (ESI) m/z: 419,2 (M+H").

ITpumep 43.

Crnenys obmemy criocody C, coenunenue u3 npumepa B18 (0,250 r, 1,78 mmomns, 1,00 2xB.) B hopme Troc-
kapOamata u coequnenue u3 nmpumepa A3 (0,211 r, 0,665 mmous, 1,00 5kB.) o0benuHsIIN ¢ IOTy4YeHUEM 1-(3-
TpeT-0yTHIN30KCa30-5-1i1)-3-(2-pTop-5-(8-MeTnn-2-(MeTHIITHO) - 7-0KCc0-7,8-nuruaponupuno| 2,3-d mupumu-
muH-6-11)dpennm)mouesussl (0,180 r, 56% Beixoxn) B popme macia.

'H SIMP (400 MI'w, arnieron-dg): 6 9,64 (ymup.c, 1H), 8,91 (c, 1H), 8,62 (m, 1H), 8,35 (ymmp.c, 1H), 8,06
(c, 1H), 7,49 (m, 1H), 7,26 (m, 1H), 6,17 (c, 1H), 3,77 (c, 3H), 2,69 (c, 3H), 1,32 (c, 9H);

MC (ESI) m/z: 483,3 (M+H").

Crnenys mpoueaype, anamorudaoi npumepy Al, 1-(3-tpeT-OyTrnuzokcazon-5-mn)-3-(2-¢prop-5-(8-meTwi-
2-(MeTHIITHO)-7-0KCc0-7,8-quruaponupuo| 2,3 -d mupumunna-6-wn)pernn)modeBuny (0,180 r, 0,373 mMmoub,
1,00 skB.) oxucismu M-XIIBK (70,00 Bec.%, 0,276 r, 1,12 mmons, 3,00 9kB.) W 3aTteM oOpabaThIBaK
MeNH,-HCI (0,319 1, 0,28 mmons, 2,00 3kB.), B pe3ynapTare moiay4anu 1-(3-Tper-0yTuian3okca3on-S-mm)-3-(2-
(drop-5-(8-MeTrin-2-(MEeTUIIAMHHO )-7-0KC0-7,8-muruaponupuno| 2,3 -d | mupuMuanH-6-1m1) P eHIIT ) MOYEBUHY
(0,0346 1, 53% BBEIXOT) B (hopMe TPSA3HO-0ETI0Tr0 TBEpAOTro BendcTBa. [lomydueHHOe TakKuM crioco0oM cBoOoIHOE
OCHOBaHHME NpeBpaniain B runpoxiopusa (32,3 mMr) B popme OJIeTHO-KEJITOr0 TBEPAOTO BEIIECTBa.

'H SIMP (400 MT';, IMCO-dg): & 10,45 (c, 1H), 8,840 (c, 1H), 8,69 (yump.c, 1H), 8,42 (ax, J=8,0, 2,0 T,
1H), 7,92 (c, 1H), 7,90 (ymwup.c, 1H), 7,39-7,29 (M, 2H), 6,09 (c, 1H), 3,64 (ymmp.c, 3H), 2,93 (ymwup.c, 3H),
1,26 (c, 9H);

MC (ESI) m/z: 466,2 (M+H").

ITpumep 44.

Crnenys obmemy cioco0y D, coequnenne u3 mpumepa B25 (0,1 T, 0,39 MMoIb) U coeiMHEHHE U3 TPUMEpPa
A2 (0,234 1, 0,78 MMoJb) 00bemuHAIH ¢ TIoMydeHueM 1-(5-(2-aMuHO-8-3THI-7-0KCO-7,8-muruapomupuao[2,3-
d]mapumuana-6-n1)-2-propdennn)-3-(1-(3-mmanopennn)-3-uzonpomnwi- 1 H-mupa3on-5-um)Mo4eBUHB,  KOTO-
PYI0 IpeBpamiany B THAPOXIOPUAHYIO colib (52 MT, 24% BBIXON).

'H SIMP (400 MI't, IMCO-dg) 8 9,18 (c, 1H), 9,10 (ymmp.c, 1H), 8,79 (c, 1H), 8,34 (1, J=8,0 I'n, 1H),
8,05 (m, 1H), 7,90 (m, 3H), 7,73 (T, J=8,5 I', 1H), 7,30 (&, J=8,5 I'n, 1H), 6,40 (c, 1H), 4,31 (xB, J=8 I'y, 2H),
2,90 (M, 1H), 1,22 (M, 9H);

MC (ESI, m/z: 552,2, M+H").

ITpumep 45.

Crnenys obuiei npouenype D, oudenni-3-kapdbonosyro kucioty (0,100 r, 0,504 mmoins, 1,00 3kB.) u co-
enuHenue u3 npumepa A3 (0,239 r, 0,757 mmous, 1,50 9kB.) 00beanHSIH ¢ TTOTydeHueM 1- (2-prop-5-(8-metui-
2-(MeTunTHO)-7-0KC0-7,8-nuruaponupuno|2,3-d jnupumunua-6-mn)ennn)-3-(3-6upenmn)moueunst (0,110 T,
43% BbIX0[) B pOpME IICHKH.

'H SIMP (400 MT 1, aneron-dg): & 9,23 (c, 1H), 8,97 (c, 1H), 8,69 (x, J=8,0, 2,4 '), 8,64 (ymmp.c, 1H),
8,09 (¢, 1H), 7,93 (m, 1H), 7,68-7,65 (M, 2H), 7,50-7,46 (m, 3H), 7,43-7,36 (m, 3H), 7,30-7,24 (M, 2H), 3,76 (c,
3H), 2,67 (c, 3H);

MC (ESI) m/z: 512,0 (M+H").

Crnenys mpouenype, anamorndnoid mnpumepy Al, 1-(2-dTop-5-(8-meTmn-2-(MeTHITHO)-7-0KC0-7,8-
muraaponupuno|2,3-dmupumunana-6-nn)pernn-3-(3-oudennn)mouesuny (0,110 r, 0,215 mmons, 1,00 3kB.)
okucisuin M-XIIBK (70,00 Bec.%, 0,159 1, 0,645 mmons, 3,00 5kB.), a 3arem oGpabatsiBanu MeNH,-HCl
(0,00870 r, 0,129 Mmoub, 2,00 5kB.), B pe3ynbrare moydanu 1-(2-prop-5-(8-meTnn-2-(MeTUIaMHHO )-7-0KCO-
7,8-nuruaponupuno|2,3-dmupunmuaun-6-un)pennn )-3-(3-onpennmn)mouesuny (0,0227 r, 71% BbIXOX), MOIY-
YeHHYI0 MoueBHHY npeBpatuamy B coias HCI (0,021 1) B hopme rps3H0-0€10T0 TBEPAOTO BEIECTBA.

'H SIMP (400 MT'1, IMCO-d¢): 8 9,29 (ymmp.c, 1H), 8,71 (ymmp.c, 1H), 8,69 (ymmp.c, 1H), 8,44 (m, 1H),
7,92 (c, 1H), 7,84 (c, 1H), 7,64-7,61 (m, 2H), 7,50-7,46 (m, 2H), 7,40-7,36 (M, 3H), 7,31-7,26 (m, 3H), 3,64
(ymmp.c, 3H), 2,93 (ymmup.c, 3H);

MC (ESI) m/z: 495,2 (M+H").

ITpumep 46.

Cnenys obmemy crocody F, coemmbnenune w3 mnpumepa Al (80 wmr, 0,28 mmoms) m  4-xjop-3-
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(rpudropmerrin)pennn mzonuanar (93 mr, 0,42 MMoIb) 00beAMHSIIH ¢ TIosrydyeHueM 1-(5-(2-amuno0-8-MeTmi-7-
okco-7,8-guruaponupuno| 2,3-dJmupumunus-6-uin)-2-gropdennn)-3-(4-xnop-3-(tpudropMeTiin)peHUIT)MOUE-
BUHBHI (62 Mr, 44% BBIXON).

'H SIMP (400 MI'u, IMCO-de): & 9,52 (c, 1H), 8,71 (n, J=2,3 I', 1H), 8,68 (c, 1H), 8,37 (u1, J=8, 2, 1,9
I'u, 1H), 8,14 (1, J=2,2 I'y, 1H), 7,90 (c, 1H), 7,65-7,58 (M, 2H), 7,36-7,26 (M, 4H), 3,58 (c, 3H);

MC (ESI) m/z: 507,0 (M+H").

IIpumep 47.

6-tper-bytmin-1H-tueno[3,2-d][ 1,3]okcazun-2,4-muon (0,075 r, 0,33 mMmonb, 1,0 dKB., IOJy4EeHHBIH CO-
riracHo cnocody, packpeitomy B WO 99/32111) u coenunaenune n3 npumepa Al2 (0,100 r, 0,33 mmonb, 1,0 3kB.)
oobeauusu B IMCO (3,3 M) u nepememmBany npu Harpesanuu npu 70°C B teuenne 16 4 u mpu 110°C B
TeueHne 24 4. [locie 3aBepIueHns peakuy PeakMOHHYI0 CMECh OXJIAX AN 10 KOMHATHOM TeMIlepaTypsl, pas-
0aBJIsLT COJIEBBIM pacTBOpoM U dkcTparupoBasii EtOAc (3x). O0bennHeHHBIE OpraHuYecKie Ga3bl IPOMBIBAH
COJIEBBIM pacTBOopoM (2x), cymmnu (Na,SO,), GuiapTpoBaiy, KOHIECHTPUPOBAIN B BaKyyMe M OYHIIAIH ITyTeM
KosloHOuHOH Qumm-xpomaTorpaduu (10% EtOAc/rekcansi-100% EtOAc), B pesynpraTe nmomywamu 1-(5-tpet-
oyrunruoden-3-mn)-3-(2-¢prop-5-(8-meTnn-2-(MeTHIaAMIHO)- 7-0KCc0-7,8-muruaponupuno| 2,3-d [mupuMuinH-6-
win)denumn)moueuny (0,060 r, 38% BrIxox) B hopMe KpeMOOOPA3HOT'0 JKENTOTO BEIIECTBA.

'H SIMP (400 MTI'ti, IMCO-de): & 9,18 (c, 1H), 8,67 (ymmp.c, 1H), 8,49 (m, 1H), 8,42 (m, 1H), 7,89 (c,
1H), 7,82 (ymmwup.c, 1H), 7,28-7,25 (m, 2H), 7,02 (1, J=1,6 I'n, 1H), 6,82 (x, J=1,6 T'u, 1H), 3,639 (ymmp.c, 3H),
2,93 (1, J=4,1 I'y, 3H);

MC (ESI) m/z: 481,2 (M+H").

ITpumep 48.

Cnenys obmemy crocody B, xapbamar 1-dpenmn-3-(tpudropmernn)-1H-mupazon-5-amuna (1,01 r, 3,24
MMOJIb) U coeauHeHue u3 mpumepa Al2 (0,97 r, 3,24 MMonb) oObenuHsUTH ¢ TonydeHueM 1-(2-¢prop-5-(8-
MeTHI-2-(METHUIIAMHHO )-7-0Kc0-7,8-muruaponupuno| 2,3 -d Jmupumunua-6-wn)pernn)-3-(1-perwn-3-(Tpu-
¢ropmernn)-1H-mpazon-5-na)moueBUHEI B hopMme rpsi3HO-Oemoro TBepaoro Bemectsa (1,41 , 79% BrIxox).

'H SIMP (400 MI'i, IMCO-de): 8 9,16 (c, 1H), 9,08 (c, 1H), 8,72 (c, 1H), 8,37 (ma, J=8,0 I'n, 1,6 T'u, 1H),
7,92 (c, 1H), 7,85 (ymwup.c, 1H), 7,64-7,54 (M, 5H), 7,32-7,20 (m, 2H), 6,87 (¢, 1H), 3,60-3,57 (M, 3H), 2,89 (x,
J=4,8 I'n, 3H);

MC (ESI) m/z: 556,3 (M+H").

ITpumep 49.

Crnenys obmemy crocoOy D, 3-tper-OyTtni-1-mermi-1H-nmupa3zon-5-kapoonoByto kucnory (0,041 T, 0,24
MMOJIB) U coeauHenne u3 npumepa AS52 (0,085 r, 0,27 MMons) 00bEeAMHSUIN B NPUCYTCTBHM TPHITHIAMUHA
(0,046 1, 0,45 mmone) u audpennnpochapunazuna (0,093 r, 0,34 mmoins), B pesyiprate noxydanu 1-(5-(2-
aMHHO-8-M30TPOIHII-7-0Kc0-7,8-auruaponupuno| 2,3-d | mupumuaus-6-un)2-propdennin)-3-(3-tper-Oytuin-1-
MmeTwi- 1 H-mupason-5-mr)modeuny B hopme 6emoro tBepaoro Bemectsa (0,068 r, 61% Beixoxn).

'H SIMP (400 MI'ry, IMCO-de): & 8,92 (c, 1H), 8,82 (c, 1H), 8,64 (c, 1H), 8,37-8,35 (M, 1H), 7,80 (c, 1H),
7,29-7,26 (m, 4H), 6,01 (c, 1H), 5,80-5,76 (M, 1H), 3,62 (c, 3H), 1,54 (1, J=6,8 I'y, 6H), 1,21 (c, 9H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 50.

Crnenys obmemy crioco0y D, coeauaenne u3 npumepa B24 (0,150 r, 0,403 MMob) U cCOeAMHEHNE U3 TIPH-
mepa A2 (0,271 1, 0,906 w™MMomp) oObemuHsUIM ¢ moxydeHueM 1-(5-(2-amuHO-8-3THII-7-0KCO-7,8-
muraaponupuno|2,3-dmupumunua-6-nmn)-2-propdernn)-3-(1-(4-pTopdenwn)-3 -uzonponwi- 1 H-nmupa3zon-5-
WJT)MOYECBHHBI, KOTOPYIO MIPEBpaIliaii B Me3uIaTHyo conb (184 mr, 63% BbIxox).

'H SIMP (400 MT'rr, IMCO-dg): 8 9,06 (ymmp.c, 1H), 8,96 (c, 1H), 8,78 (c, 1H), 8,39 (n, =9 I', 1H), 7,92
(c, 1H), 7,59 (m, 1H), 7,42 (M,2H), 7,29 (M, 2H), 6,39 (c, 1H), 4,31 (xB, J=7 I'y, 2H), 2,90 (M, 1H), 2,37 (c, 6H),
1,24 (M, 9H);

MC (ESIL, m/z: 545,3, M+H").

ITpumep 51.

Crnenys obmemy crioco0y D, coennnenne u3 npumepa B25 (0,150 1, 0,588 MMoub) U coeAMHEHNE U3 TIPU-
mepa Al (0,2 1, 0,705 w™MMomp) oObenuHsIH ¢ TomydeHueMm  1-(5-(2-aMuHO-8-MeTHII-7-0KCO-7,8-
muraaponupuno|2,3-dmupumuana-6-nn)-2-propdenmn)-3-(1-(3-muanodennn)-3-u3onponui- 1 H-nupazon-5-
WIT)MOYEBHHBI, KOTOPYIO IPEBPAIIai B ME3WIATHYIO coiib (78 mr, 51% BbIXON).

'H SIMP (400 MI'u, IMCO-dg): 8 9,00 (ymmp.c, 1H), 8,96 (c, 1H), 8,75 (c, 1H), 8,39 (1, J=8 T'u, 1H), 8,05
(c, 1H), 7,93-7,85 (m, 3H), 7,75 (m, 1H), 7,29 (n, J=8 I', 2H), 6,41 (c, 1H), 3,50 (c, 3H), 2,90 (M, 1H), 2,37 (c,
6H), 1,24 (n, J=7 I'y, 6H);

MC (ESIL, m/z: 538,3, M+H").

Ipumep 52.

Crnenyst obmemy crmocody D, 1-(3-dropdenun)-3-uzonponmn-1H-nupason-5-kapbonosyro kuciory (0,10
r, 0,403 MMonb) n coenuHenue u3 npumepa A2 (0,241 r, 0,806 mMmonb) oObenuHAIM ¢ moxydeHueM 1-(5-(2-
aMHHO-8-3THII-7-0Kc0-7,8-auruaponupuno| 2,3-djmupumunus-6-un)2-dpropdennn)-3-(1-(3-propdenmn)-3-
n3onpornui-1 H-mupa3on-5-mir)ModeBUHBI, KOTOpYIO IpeBpatuany B Meaunat (70 mr, 63% BbIxon).
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'H SIMP (400 MT';, IMCO-dy): & 9,06 (yump.c, 1H), 8,96 (c, 1H), 8,78 (c, 1H), 8,39 (1, J=9 T'n, 1H), 7,92
(c, 1H), 7,59 (m, 1H), 7,42 (m, 2H), 7,29 (M, 2H), 6,39 (c, 1H), 4,31 (xB, J=7 ', 2H), 2,90 (m, 1H), 2,37 (¢, 6H),
1,24 (m, 9H);

MC (ESIL, m/z: 545,3, M+H").

ITpumep 53.

K mepememmBaemMoMy pactBopy coenuHeHue u3 npumepa A45 (0,460 r, 1,5 mmoms, 1,0 oxB.) u (Boc),0
(0,70 r, 3,2 mmonb, 2,200 3xB.) B TI'® (15 M) npu 22°C nobasmsuita DMAP (0,040 1, 0,30 mmoits, 0,20 3kB.).
CMmechr HarpeBasid ¢ 0OpaTHBIM XOJIOMMIBHUKOM B TeueHue | 4. Ilocie 3aBepmieHHs peakIuyl PeaKIMOHHYIO
CMeCh OXJIXJAJIH JO KOMHATHOW TeMIIepaTyphl, KOHIIEHTPUPOBAIH 10 MOTYyUSHHUS OCTATKa M OYUINATH ITyTeM
KostoHOUHOH (imm-xpomaTorpaduu (0-35% EtOAc B rexcanax), B pe3yibTaTe HOIyJdaiau ouc-tpet-0yTin 3-(8-
STHI-2-(METHITHO)-7-0KC0-7,8-quruaponupuno| 2,3 -d jnupumuana-6-nn)penmikapdamar (0,54 r, 70% BeIxOx)
B (popMe Maciia, KOTOPOE OTBEPIKAAIN B BEICOKOM BaKyyMe.

'H SIMP (400 MT 1, aneron-dg): & 8,89 (¢, 1H), 8,11 (c, 1H), 7,74 (amn, J=1,2, 1,6 u 8,0 T', 1H), 7,68 (t,
J=2,4Tu, 1H), 7,48 (T, J=7,6 'y, 1H), 7,26 (anx, J=1,2, 2,0 u 8,0 I', 1H), 4,54 (x8, J=6,8 'y, 2H), 2,67 (c, 3H),
1,48 (c, 18H), 1,35 (1, J=6,8 I'y, 3H);

MC (ESI) m/z: 513,3 (M+H"), 5352 (M+Na").

Crnenyst mpoueaype, aHalormyHoi npumepy Al, Ouc-tper-Oytmn 3-(8-3THi-2-(METHITHO)-7-0KCO-7,8-
quruaponupuno|2,3-d|nupumununa-6-mn)denmnkapdbamar (0,540 1, 1,1 mmons) B CH,Cl, (11 mi), m-XIIBK
(70,00 Bec.%, 0,31 1, 1,3 mmons) 1 0,5M NH; B 1,4-muoxcane (11 mi, 5,3 MM0OITb) 0OBETUHSIIH C TTOJTYICHUEM
sxkemaemoro npoxykra (0,50 T, 99% Beixon) B hopMe XpYNKOU IUICHKH, KOTOPYIO MCIIONB30BANIN 0€3 JOTOITHH-
TeIbHOU 00pabOTKH B CIIETYIOIICH PEaKITUH.

'H SIMP (400 MI 1, aneton-d): 8 8,66 (c, 1H), 7,94 (c, 1H), 7,70 (M, 1H), 7,65 (m, 1H), 7,44 (M, 1H), 7,19
(M, 1H), 6,65 (ymmp.c, 2H), 4,42 (x8, J=6, 8 I'm), 1,47 (c, 18H), 1,27 (T, J=6,8 I't, 3H);

MC (ECI) m/z: 482,2 (M+H").

K mnepememmBaeMoMy pacTBOopy Ouc-TpeT-OyThin 3-(2-aMuHO-8-3THII-7-0KC0-7,8-quruaponupuno[2,3-
d]mupumunnnH-6-un)denmnkapbamara (0,500 r, 1,04 mmois, 1,00 sxB.) B8 MeOH (5,00 M) mpu 22°C nobasisiiu
3M HCI (5,00 mm, 15,0 mmons, 14,4 3kB.). Uepe3 3 aHS TOCTe 3aBEpIICHHS PEAKIMH PEAKIIMOHHYIO CMECh KOH-
neHTpuposanu a0 ynareaus MeOH u n36sitka HCL. Bognerit octarok pasbasismu MeCN/H,0, 3amopakuBanu
U JTHOGWIN3HPOBAIY, B pe3yibTaTe MOJydaau 2-aMHHO-6-(3-amuHO(eH)-8-oTrmmupuo|2,3-d]mupumuayus-
7(8H)-ona ruapoxmnopun (0,330 r, 100% BBIXOM), KOTOPBIH HCIOIB30BATH O€3 MOMOTHUTEIBHON 00paboOTKU B
cJenyIonel peakuuu.

'H SIMP (400 MT'ti, IMCO-d¢): & 8,79 (c, 1H), 8,02 (c, 1H), 7,52 (T, J=2,0 T, 1H), 7,64 (ar, J=1,2 u 8,0
I'n, 1H), 7,56 (1, J=7,6 I'n, 1H), 7,39 (nax, J=1,2, 2,0 u 8,0 I'n, 1H), 4,33 (x8, J=7,2 I'y, 2H), 1,23 (1, J=7,2 I'y,
3H);

MC (ESI) m/z: 282,3 (M+H").

Cnenys obmemy criocody C, Troc-kap6amat u3 mpumepa B26 (0,304 1, 0,711 mmois) 1 2-amMuHO-6-(3-
amuHO(enHwmN)-8-3Trnnupuao| 2,3-dmupumuaua-7(8H)-ona ruapoxiopux (0,226 T, 0,711 MMOb) 00BEIUHSIIN C
nosrydeHrneM npoaykra ¢ nmpumecsmu (0,300 T) B popme KenToBaToro TBEpOro BenlecTBa. ITO BEUIECTBO pac-
tupanu B nopomok ¢ CH,Cl, npu 0°C. TBepaple BemecTBa codupany (GUILTPOBAHUEM, MPOMBIBAIN JICASHBIM
CH,Cl, n cymmnmn Ha GUIBTpe, B pe3ysbTaTe morydand skemaemsiii mpoaykt (0,1584, 40% Beixon) B (opme
TpsI3HO-0€JIOTO TBEpIOTO BemecTBa. TBepaoe BemecTBo oopadareiBain MsOH, B pesymnbTare momydanu 1-(3-(2-
aMUHO-8-3THII-7-0KCc0-7,8-muruaponupuno| 2,3 -dmupumunua-6-wi)pernn)-3-(3-u3onponui- 1 -(XuHOTUH-6-1T)-
1H-nmupazon-5-mwn)moueBuny (0,1793 r) B popme Ouc-me3mara.

'H SIMP (400 MT'n, IMCO-dg): 5 9,19 (¢, 1H), 9,15 (an, J=1,2 u 4,40 T, 1H), 8,87 (m, J=8,8 I'm, 1H),
8,73-8,71 (M, 2H), 8,38 (m, J=2,0 I'n, 1H), 8,27 (n, J=8, 8 T'u, 1H), 8,19 (an, J=2,0 u 8,8 I'y, 1H), 7,91 (c, 1H),
7,88 (nn, J=4,4 u 8,4 T'u, 1H), 7,74 (nn, J=2, 0 n 4,0 I', 1H), 7,41 (m, 1H), 7,31 (1, J=8,0 ', 1H), 7,22 (M, 1H),
6,44 (c, 1H), 4,31 (xB, J=6,8 I';, 2H), 2,96 (c, J=6,8 I'y, 1H), 2,36 (c, 6H), 1,28 (1, J=6, 8 I'y, 6H), 1,21 (T, J=6,8
T'u, 3H);

MC (ESI) m/z: 560,2 (M+H").

ITpumep 54.

Crnenys obmemy croco0y A, coemuHenue u3 npumepa A22 (197 wr, 0,697 mmons) u 2,2,2-
TPUXJIOPITHIIKapOaMar coequHeHne u3 nmpumepa B18 (200 mr, 0,634 mmoins) oObeauHsIH ¢ onydeHneM 1-(3-
TpeT-0yTunm30Kca3zon-5-mn)-3-(5-(1-atun-2-okco-1,2-muruapo- 1,6-madrupuann-3-un)-2-pTopdeHmnmode-
BuHHI ( 98 MT, 34% BBIXOM) B (hOpME THAPOXIOPUIHON COTIH.

'H SIMP (300 MI', IMCO-de): & 1,25 (¢, 9H), 1,26-1,30 (n, 3H), 4,39 (x8, 2H), 6,06 (c, 1H), 7,40-7,43
(M, 2H), 7,98-8,00 (M, 1H), 8,34 (c, 1H), 8,49-8,51 (M, 1H), 8,78-8,80 (m, 1H), 9,07 (c, 1H), 9,28 (¢, 1H), 10,6
(c, 1H);

MC (ESI) m/z: 450,2 (M+H").

ITpumep 55.

Crenys obmemy croco0y A, Troc-xkapbamar coeannenue n3 npumepa B18 (0,083 r, 0,26 mMoins) u co-
enuHenue u3 npumepa AS2 (0,082 T, 0,26 MMoIb) 00BeIMHSIM C Mody4eHueM 1-(5-(2-amuHo-8-M30mpomnui-7-
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okco-7,8-guruaponupuno| 2,3-d Jrupumunun-6-ui)-2-groppenun)-3-(3-TpeT-0y THIM30KCa30I1-5- 11 )MOYEBUHBI
B (popme rpsizHo-0enoro TBepaoro Beuiectsa (0,051 mr, 40% BBIXON).

'H SIMP (400 MI't, IMCO-dg): & 10,37 (c, 1H), 8,75 (c, 1H), 8,64 (c, 1H), 8,34 (mn, J=7,6 T'u, 1,6 T,
1H), 7,82 (c, 1H), 7,35-7,27 (M, 4H), 6,09 (c, 1H), 5,82-5,76 (M, 1H), 1,55 (1, J=7,2 I'u, 6H), 1,25 (c, 9H);

MC (ESI) m/z: 480,2 (M+H").

[Tpumep 56.

Crnenys obmemy ciocody B, mpor-1-en-2-un 3-tper-oyTmindennnkapdbamar (0,18 r, 0,75 MMonb) u coenn-
Henue u3 npumepa Al12 (0,090 r, 0,30 Mmoib) oObemuHsITH ¢ TodydeHueM 1-(3-tpeT-Oytundenwmn)-3-(2-dprop-
5-(8-meTnin-2-(MeTHIIaMHHO )-7-0Kkc0-7,8-muruaponupuno| 2,3-d Jmupumuana-6-nn)pernn)mouesunsr (0,057 T,
40% BBIXO[) B (hOpME JKEITOT'O TBEPAOTO BEIIECTRA.

'H SIMP (400 MT'i, IMCO-dq): & 9,07 (c, 1H), 8,68 (c, 1H), 8,52 (c, 1H), 8,42 (un, J=7,6, 2,4 I'n, 1H),
7,90 (c, 1H), 7,83 (¢, 1H), 7,45 (c, 1H), 7,32-7,19 (m, 4H), 7,03 (&, J=4, 4 I', 1H), 3,67 (m, 3H), 3,32 (c, 3H),
1,28 (c, 9H);

MC (ESI) m/z: 475,2 (M+H").

ITpumep 57.

K mepememmBaemomy pactBopy  1-(3-Tper-Oyrmimm3okcaszon-5-mn)-3-(2-dprop-5-(8-meTun-2-(MeTu-
cynbhuHMI)-7-0KCc0-7,8-qurunpormpuno|2,3-dmupumunna-6-un)denmwn)moueBunsl 13 npumepa 43 (0,125 T,
0,251 mmons, 1,00 skB.) B IM® (2,50 M) mpu 0°C nobasnsimu yHCUM-quMmetwnTIieHanamuH (0,138 mur, 1,25
MMoJIb, 5,00 5kB.). Uepes 1 4 mocie 3aBepuieHUs] peakluy PEaKIMOHHYI0 CMECh Pa30aBIsUTH COJIEBBIM PAcTBO-
poMm (5 M) U BBIZICPXKUBAJIH TIPH MIEPEMEITMBAHNN B TeUeHHE HOUM. TBep/ble BelecTBa codupain GuibTpoBa-
HHUEM, TIIaTeabHo npoMbiBaii H,O u cymmnm Ha GUIBTpe, B pe3yIbTaTe MOTYJall CBIPOil KeTaeMbId MPOAYKT
(76 mr) B popme Oi1eTHO-PO30BOTO TBEPOTO BellecTBa. HeoUHImeHHbIH MPOAYKT OUHUINATHN ITyTeM 00pameHHO-
(azoBoii xpomarorpaduu (5-40% MeCN (Bozma/0,1% TDPA)/H,O (Boma/0,1% TDA)), B pe3ynbTaTe MOCIE JINO-
¢ummzanuun - nonmydanmu  1-(3-Tper-0yTrnnzokcazon-5-mi)-3-(5-(2-(2-(IMMeTHIIaAMHUHO ) 3TUIIAMITHO )-8 -ME THII-7 -
okco-7,8-guruaponupuno| 2,3-dJmupumunun-6-nn)-2-propdenmn)mouesuny (37,3 mr, 0,059 mmons) B dopme
comn TOA. TTonyuennyio cons TDA obpadareiBanmu cmonoii MII-kapooHar u ceprudunmpoannoit 0,11, HCI
(1,0 3KB.), 3aMOpakuBaIK U JTUOGIIM3UPOBAIH, B pe3yiapTaTe nomydanu coias HCL.

'H SIMP (400 MTI't, IMCO-dg): & 10,44 (c, 1H), 9,56 (yump.c, 1H), 8,85 (yump.c, 1H), 8,76 (ymmp.c,
1H), 8,41 (nx, J=2,0 u 7,6 T'u, 1H), 8,01 (ymmup.c, 1H), 7,95 (¢, 1H), 7,37-7,28 (m, 2H), 6,05 (c, 1H), 3,73 (M,
2H), 3,58 (ymmmp.c, 3H), 3,41 (ymmp.c, 2H), 2,85 (ymmp.c, 6H), 1,24 (c, 9H);

MC (ESI) m/z: 523,2 (M+H").

ITpumep 58.

Cnenys obmemy crioco0y A, coeamnenue u3 npumepa A24 (400 mr, 1,28 mmons) n Troc-kapbamar u3
npumepa B18 (421 mr, 1,28 Mmmois) o0beauHsIN ¢ IonydeHueM 1-(3-Ttper-OyTrmnmm3okcazon-5-mm)-3-(5-(1-aTwmi-
7-(MeTHIIaMuHO)-2-0KCc0-1,2-muruapo-1,6-madtupunun-3-un)-2-proppermn)moueBunasl (242 Mr) B ¢dopme
ieHku. [IteHky oOpabaTpiBau MeTaHCYIb(HOHOBOH KucmoTol (47 mr, 0,492 MMOmb) U BeLIETsUH B opme co-
JIM METaHCYNTB(OHOBON KUCIOTHI (248 Mr, 87% BBIXO).

'H SIMP (300 MI'n, IMCO-dg): & 1,20-1,28 (m, 3H), 1,22 (c, 9H), 2,28 (c, 3H), 2,94 (c, 3H), 4,15-4,18
(xB, 2H), 6,04 (c, 1H), 6,51 (c, 1H), 7,31-7,33 (M, 2H), 7,98 (c, 1H), 8,37-8,39 (M, 1H), 8,55 (c, 1H), 8,77 (c,
1H), 10,3 (c, 1H), oTcyTCcTBHE KUCIOTHOT'O IPOTOHA;

MC (ESI) m/z: 479,2 (M+H").

ITpumep 59.

Crenys obmemy crioco0y A, coenunenune u3 npumepa Al4 (54 mr, 0,18 mmons) u Troc-kapbamar n3 npu-
mepa B18 (57 wr, 0,18 w™MMmonp) oOvemussaM c moinydeHueM 1-(5-(2-amuHO-8-mMeTmi-7-0KCO-7,8-
muraaponupuno|2,3-dmupumunana-6-nmn)-2-hrop-4-Metund eHmn)-3-(3-TpeT-0y THIIM30KCca301-5- M1 )MOYEBHHBI
(45 wr, 54% BBIXOT).

'H SIMP (400 MI'u, IMCO-dq): & 10,30 (c, 1H), 8,68 (c, 1H), 8,63 (c, 1H), 7,90 (x, J=8,6 I'u, 1H), 7,69 (c,
1H), 7,32 (c, 2H), 7,19 (&, J=12,2 T'n, 1H), 6,03 (c, 1H), 3,56 (c, 3H), 2,10 (c, 3H), 1,24 (c, 9H);

MC (ESI) m/z: 466,2 (M+H").

ITpumep 60.

Crnenys obmemy criocody A, coeauaenne u3 npumepa Al (54 mr, 0,18 mmoins) u Troc-kapb6amat u3 npu-
mepa B18 (57 wr, 0,18 wmwmombs) oObeamHsnu ¢ moxydeHueM 1-(5-(2-aMuHO-8-MeTHII-7-0KCO0-7,8-
quruaponupuao|2,3-dnupuMunuH-6-min)-2-propdennn)-3-(3-Tper-0y THIIM30KCa3051-5-1I1) MOYCBHHBI.

'H SIMP (400 MI'ri, IMCO-dg): 8 10,37 (c, 1H), 8,77 (1, J=2,0 T, 1H), 8,68 (c, 1H), 8,42 (mx, J=8,0, 2,0
I'y, 1H), 7,90 (¢, 1H), 7,38-7,28 (M, 4H), 6,09 (c, 1H), 3,58 (c, 3H), 1,27 (c, 9H);

MC (ESI) m/z: 452,2 (M+H").

ITpumep 61.

Crenys mpouenype, aHajgornyHoi npumepy Al, coenmnenue u3 npumepa A3 (1,00 r, 3,16 Mmmois) u au-
MeTWTWIeHAnaMuH (acuM., 1,74 mi, 15,8 MMonb) oObeanHsIIHN ¢ nosrydeHueM 6-(3-amMmuHO-4-dTopdhennn)-2-
(2-(mmmeTnIaMuHO )3 THITAMIHO )-8-MeTrupuao[ 2,3-d |mupumunud-7 (8H)-ona (0,8640 1, 77% BBIXOX) B dop-
M€ TEeMHO-KOPHYHEBOTO TBEPJOTO BEIIECTBA, KOTOPOE HCIIOJIB30BAIN O€3 JONOIHUTEIEHOW 00paboTKH B cie-
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JIyIOIIEeH peaKkiuu.

'H SIMP (400 MI'n, IMCO-dy): & 8,62 (c, 1H), 7,80 (c, 1H), 7,71 (ymmp.t, 1H), 7,10 (am, J=2,0 u 9,2 Ty,
1H), 7,00 (mx, J=8,4 u 11,2 T'u, 1H), 6,76 (amx, J=2,0, 4,40 u 8,40 I'u, 1H), 5,14 (ymup.c, 2H), 3,58 (ymmwp.c,
3H), 3,47 (xB, J=6,4 T', 2H), 2,47 (ymup.Mm, 2H), 2,20 (¢, 6H);

MC (ESI) m/z: 357,2 (M+H").

Crnenys  obmemy  cmocody F,  6-(3-amuuO0-4-pTopdhenin)-2-(2-(AuMeTHIaMIHO )3 THIAMUHO)-8-
MeTramupuno[2,3-d jmupumuaua-7(8H)-on (0,1000 r, 0,281 mMmoms, 1,00 3kB.) U O,0, 0L-TPUPTOP-M-TOIHI U30-
rmaHat (0,0589 mur, 0,421 mmons, 1,50 3kB.) 00BEAWHSIIN ¢ TIOTYYEHHUEM CHIPOTO MPOAayKTa, CHIpO OCTATOK
OUHINIANIA TTyTeM oOpamieHHo-(ha30Boi Xpomatorpadun u BeiACHsIN B (opme ruapoxmopuga 1-(5-(2-(2-
(AMMEeTHUIAMITHO )3 THIIAMHUHO )-8-MeTHII-7-0KCc0-7,8-quruaponupuo| 2,3 -d [mupumunna-6-mr)-2-propdennn)-3-
(3-(Tpudropmerrin) heHmT) MOUYEBHHBI (63 MT).

'H SIMP (400 MT't;, IMCO-dq): & 9,62 (yump.c, 1H), 9,59 (c, 1H), 8,78 (yump.c, 1H), 8,75 (c, 1H), 8,40
(M, 1H), 8,05 (¢, 1H), 7,99 (ymmmp.c, 1H), 7,95 (¢, 1H), 7,51-7,49 (m, 2H), 7,33-7,25 (M, 3H), 3,75-3,70 (M, 2H),
3,62 (ymup.c, 3H), 3,32 (ymmup.c, 2H), 2,83 (ymmp.c, 6H),

MC (ESI) m/z: 544,2 (M+H").

ITpumep 62.

Crnenys obmeit mporenype A, coequnenue u3 npumepa B3 (0,3000 r, 1,1 mmons, 1,0 3kB.) u 6-(3-aMuHO-
4-¢propdennn)-2-(2-(TUMETHIAMIHO )3THIAMUHO )-8 -MeTranupuao| 2,3-d [mupumnana-7(8H)-on 3 npumepa 61
(0,0796 T, 0,223 mMonb, 1,00 3KB.) OOBEAWHSIIN C TIOJYYESHHUEM CHIPOTO IIEJIEBOTO MPOIyKTa. HeounreHHbIH
MIPOYKT OYHINATH IyTeM 0OparieHHo-(a30Boi XxpoMaTorpaduu, B pe3yabTaTe Mocie JTNOPUIN3AMNA ITOTYIaIn
coib TOA (34,2 mr). [Tonyuennyto cob TOA mpeBpamany B THIPOXJIOPH skemaemMoro mpoaykra, 1-(1-(3-(2-
aMUHO-2-0KCOATHI ) peHwN)-3-TpeT-0yTii- 1 H-mupa3zon-5-um)-3-(5-(2-(2-(auMe TuIaMiHO ) 3 THIIaMHUHO )-8 -MEeTHIT-
7-okco-7,8-guruaponupuo|2,3-dmupumunnH-6-mr)-2-propdernn)modeBuny (30 mr).

'H SIMP (400 MTI't, IMCO-dq): & 9,87 (yump.c, 1H), 9,05 (c, 1H), 8,97 (c, 1H), 8,77 (yump.c, 1H), 8,45
(M, 1H), 8,05 (ymmp.c, 1H), 7,95 (c, 1H), 7,55 (yump.c, 1H), 7,50-7,44 (m, 2H), 7,39-7,25 (M, 4H), 6,94
(yumup.c, 1H), 6,40 (c, 1H), 3,76 (ymmp.m, 2H), 3,66 (ymmp.c, 3H), 3,48 (c, 2H), 3,34 (ymmp.Mm, 2H), 2,85
(ymmp.c, 6H), 1,28 (c, 9H);

MC (ESI) m/z: 655,2 (M+H").

ITpumep 63.

Crenys obuiemy cnocody C, coeannenue n3 npumepa B27 (400 mr, 1,7 mmons) npeBpatuanu B ouc (2,2,2-
TpuxjopaTIiI)Kapdamar 1-(6-metunmnupuauH-3-uin)-3-(tpudropmern)-1 H-mmpazon-5-amun (435 mr, 43% BbI-
Xon).

MC (ESI) m/z: 592,7/594,8 (M+H").

PactBop 6uc(2,2,2-tpuxiopaTii)kapdbamara 1-(6-meTrmmupuana-3-mn)-3-(tpudropmern)- 1 H-nupa3zon-
5-amuna (433 wmr, 0,7 mmonb) n Tpuxsopatanona (1 mur, 10 Mmons) B anetonutpuie (5 min) obpabaTeiBan
K,COj3 (9 mr, 0,07 MMoip). [ToydeHHYIO pEakIIMOHHYIO0 CMECh TIepeMENTNBAIH IIPH KOMHATHOW TeMIiepaType B
TedeHue 7 4. PeaknmoHHyto cMech pazbaBisuii stmianetaroM (30 Mir), TpOMBIBAIM BOJION M COJIEBBIM PACTBO-
poM, cymmmn (MgSO4) M KOHIEHTPUpPOBaIM B BakyyMme. Xpomatorpadus masana 2,2,2-TpuxiopaTuin 1-(6-
METWIMUPHUIUH-3-11)-3-(TpudTopmerni)-1 H-nupazon-5-nnkapbamar (270 mr, 89% Beixon) B dopme Oenoit
TUICHKH.

'H SIMP (400 MI'n, JIMCO-de): & 10,56 (ymmp.c, 1H), 8,61 (x, J=2,5 T'n, 1H), 7,87 (mx, J=8,3, 2,8 T,
1H), 7,47 (n, J=8,3 I'n, 1H), 6,95 (c, 1H), 4,89 (c, 2H), 2,56 (c, 3H);

MC (ESI) m/z: 417,0/419,0 (M+H").

Crenys obmemy crioco0y A, coequnenne u3 npumepa Al (69 mr, 0,24 mmoins) u 2,2,2-tpuxiopatun 1-(6-
METWIHPUANH-3-1n)-3-(TpudTopmeTrn)- | H-mupazon-5-unkapdamar (98 mr, 0,23 MMOIIb) OOBETUHSIIH C TIOTY-
YEHHEM JKEIaeMOro MPOIyKTa ¢ mpuMecsMu. OcTaTok XpoMmarorpadupoBaly U PacTUPAIH B IMMOPOIIOK C KHUTIS-
mmM CH,Cl,, B pesynbrare nonydamu 1-(5-(2-amuHO-8-MeTniI-7-0kc0-7,8-muruaponupuno|2,3-dmupumMuana-
6-un)-2-propdpenmn)-3-(1-(6-meTunmupuaua-3 -mn)-3-(tpudropmernn)- 1 H-mupazon-5-un)mouesuny (35 wr,
27% BBIXO).

'H SIMP (400 MI'u, IMCO-de): & 9,21 (ymmp.c, 1H), 9,02 (m, 1H), 8,70 (1, J=2, 4 T'u, 1H), 8,65 (c, 1H),
8,37 (mm, J=8,0, 1,2 I'u, 1H), 7,96 (an, J=8,0, 2,6 T'u, 1H), 7,34 (c, 1H), 7,51 (zn, J=8,0 I', 1H), 7,31-7,22 (m,
4H), 6,89 (c, 1H), 3,55 (¢, 3H), 2,58 (c, 3H);

MC (ESI) m/z: 554,0 (M+H").

ITpumep 64.

Crnenyss obmemy cmocody A, 1-(5-(2-(2-(ammMeTnnaMuHO)3THIIAMHHO)-8-METHII-7-0KCco-7,8-1uruapo-
pu o[ 2,3-dnupumuaun-6-1)-2-propdeni)-3 -(3-u30MpONHIH30KCa30II-5-T)MOYeBUHBI THApoxiIopun (210
mr, 45% BeIX0on) monmyvanu u3 Troc-xkapbamar u3 npumepa B20 (0,300 r, 0,995 mmons, 1,00 5kxB.) u 6-(3-amMmuHO-
4-propdenmn)-2-(2-(IMMETHIAMIHO )3TUIAMHUHO )-8-MeTrimupu o[ 2,3-d Jmupumunun-7(8H)-oHa u3 mpumepa 61
(0,355 1, 0,995 mmomb, 1,00 9kB.).

'H SIMP (400 MI'i, IMCO-de): & 10,40 (c, 1H), 9,43 (ymmp.c, 1H), 8,82 (1, J=2,4 I'u, 1H), 8,75 (ymmp.c,
1H), 8,39 (ax, J=2,0 u 7,6 I'u, 1H), 7,99 (ymwup.c, 1H), 7,95 (¢, 1H), 7,37-7,28 (M, 2H), 6,01 (c, 1H), 3,73
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(ymmp.m, 2H), 3,63 (yump.c, 3H), 3,32 (yomp.m, 2H), 2,89 (¢, J=6, 8 I'u, 1H), 2,85 (ymmp.c, 6H), 1,18 (1, J=6,8
T'u, 6H);

MC (ESI) m/z: 509,2 (M+H").

ITpumep 65.

Crnenys MonupumpoBaHHOMY o01eMy crioco0y B, kapbamar u3 npumepa B19 (0,3 r, 1,36 MMoinb) u co-
equHenne u3 npumepa A3 (0,43 1, 1,36 MMOJIb) B IPUCYTCTBUHU |-METHI MUPPOMANHA (KaTATHTHIECKOE KOJIH-
yecTBO) Harpesaiu rnpu 120°C B Teyenue 1,5 4 mox nelicTBueM MHKPOBOJIHOBOTO M3JIYYEHHs, B pe3yJbTaTe Ho-
nydamu  1-(1-tper-0ytun-1H-nmupazon-4-wmn)-3-(2-gTop-5-(8-MeTrn-2-(METHITHO )-7-0KCO-7,8 - TUTUAPOTIHPHIIO
[2,3-dJmupumuans-6-mn)denmt)moueBuny (0,3 T, 47% BbIXoxn).

'H SIMP (400 MI'ty, IMCO-dg): & 8,95 (c, 1H), 8,72 (yump,c, 1H), 8,54 (1, J=2,0 T'u, 1H), 8,48-8,46 (M,
1H), 8,05 (c, 1H), 7,81 (c, 1H), 7,39 (c, 1H), 7,29-7,26 (M, 2H), 3,66 (c, 3H), 2,60 (c, 3H), 1,47 (¢, 9H);

(ESI) m/z: 482,2 (M+H").

Crnenys mpouenype, anajgornuynod mnpumepy Al, 1-(1-tper-Oyrmi-1H-nupazon-4-nm)-3-(2-¢rop-5-(8-
METHI-2-(METHITHO )-7-0Kc0-7,8-nurunponupuno| 2,3-d jmupumunua-6-mn)dpermwn)mouesuny (0,3 r, 0,63 MMoIIb)
u mermnamuH (1,3 mi, 1M pactBop, 1,3 MMonb) o0beauHs N ¢ nonydenueM 1-(1-tper-Oyrun-1H-nmupazon-4-
nin)-3-(2-prop-5-(8-meTnI-2-(METHIAMHUHO)- 7-0KCO-7,8-muruaponupuao| 2,3-d [mupuMuanH-6-mn)peHun)Moue-
BUHBI B popmMe Oertoro TBepaoro Bemectsa (0,135 r, 66% BbIXON).

'H SIMP (400 MI'u, IMCO-dq): & 8,73-8,70 (m, 1H), 8,65 (c, 1H), 8,48 (u, J=2,0 I'u, 1H), 8,41-8,39 (M,
1H), 7,85 (¢, 1H), 7,81 (ymmp.c, 2H), 7,38 (c, 1H), 7,24-7,22 (m, 2H), 3,61-3,57 (M, 3H), 2,90 (x, J=4,0 I'y, 1H),
2,60 (c, 3H), 1,46 (c, 9H);

(ESI) m/z: 465,2 (M+H").

ITpumep 66.

Crnenys obmemy criocody B, kapbamar B2 (0,045 1, 0,19 MMonb) u coennnenune u3 npumepa Al4 (0,057 r,
0,19 wmmoms) oObeamHSAIM ¢ momydeHmeM  1-(5-(2-amuHO-8-MeTHII-7-0KCO-7,8-muruaponupuno[2,3-
dmupumunnH-6-1n)-2-pTop-4-MeTundenun)-2-(3-rper-0yTui- 1 -metmi- 1 H-nupazon-5-um)mouesunst (0,076 T,
84% BBIXOM).

'H SIMP (400 MTI'n, JIMCO-de): & 8,85 (c, 1H), 8,71 (m, 1H), 8,60 (c, 1H), 7,92 (1, J=8,8 ', 1H), 7,65 (c,
1H), 7,28 (c, 2H), 7,14 (n, J=12,4 ', 1H), 6,04 (c, 1H), 3,58 (¢, 3H), 3,54 (c, 3H), 2,05 (c, 3H), 1,16 (c, 9H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 67.

Crnenys obmemy crnocody F, coemunenue m3 mpumepa A3 (500 wmr, 1,58 mmoins) u 1-nzoumanato-3-
(tpudropmernin)oenzoin (311 mr, 1,66 MMOIb) 00BEAMHSIIN B TPUCYTCTBUU mupuanHa (500 Mr, 6,32 MMOIE), B
pesynbrate nonydanu 1-(2-prop-5-(8-mMeTnn-2-(MeTHITHO)-7-0KCc0-7,8-muruaponupuno|2,3-d jmupumuaua-6-
n)pernn)-3-(3-(tpudropmermn)permn)moueBuny (440 mr, 55% BBIXOX).

'H SIMP (300 MI't, IMCO-dg): & 2,60 (c, 3H), 3,65 (c, 3H), 7,29-7,34 (M, 3H), 7,50-7,51 (M, 2H), 8,04-
8,08 (M, 2H), 8,43-8,46 (M, 1H), 8,69 (c, 1H), 8,95 (c, 1H), 9,42 (c, 1H);

MC (ESI) m/z: 504,0 (M+H").

Crnenys mpouenype, anajmorngnoid mnpumepy Al, 1-(2-bTop-5-(8-meTmn-2-(MeTHITHO)-7-0KC0-7,8-
nmuraaponupuno|2,3-dmupumuana-6-nn)pernn)-3-(3-(tpudTopmerin)penmn)mouesuny (436 wmr, 0,866
mmonb) 1 2,00H. metunamuH B TT'® (1,93 M, 3,85 MMoib) o0beanHsn ¢ osrydenueM 1-(2-gprop-5-(8-merui-
2-(MeTuIaMuHo)-7-0kco-7,8-auruaponupuno| 2,3-d Jnrupumuus-6-ni)dpernn)-3-(3-(tpudTopmeTnin)peHun)
MoueBUHEI (141 Mmr, 75% BBIXO).

'H SIMP (300 MT', IMCO-de): & 2,89 (¢, 3H), 3,53-3,61 (m, 3H), 7,24-7,31 (m, 3H), 7,49-7,51 (m, 2H),
7,65-7,75 (ymmp.m, 1H), 7,79 (m, 1H), 8,03 (c, 1H), 8,37-8,39 (M, 1H), 8,65-8,73 (M, 2H), 9,40 (c, 1H);

MC (ESI) m/z: 487,0 (M+H").

ITpumep 68.

Cnenys obmemy criocody C, 2,2,2-tpuxnopatii-(2-pennn)penmikapoamar (0,10 r, 0,2 9 Mmmomns) U co-
equHenne u3 npumepa A38 (87 wmr, 0,29 mmonb) oO0bemuHsIHM ¢ monydeHweM 1-(2-¢rTop-5-(1-meTwmn-7-
(MeTumaMuHoO)-2-0Kkco-1,2-auruapo-1,6-nadtupunui-3-wmi)hennn)-3-(2-Gennn) e HNIMO IS BUHEI. [IpomyxT
obpabareiBasim MsOH, B pesyipTare dero momydaiu 1-(2-drTop-5-(1-meTun-7-(MeTruIaMuHo)-2-0kco-1,2-
muruapo-1, 6-sadrupuaus-3-mn)dermnn)-3-(2-bermn)pernmmodeBuHbl Me3unaT (33 mr, 19% Berxon).

'H SIMP (400 MI';, IMCO-de): & 8,90 (m, 1H), 8,48 (c, 1H), 8,41 (M, 1H), 8,18 (c, 1H), 7,89 (c, 1H), 7,84
(m, 1H), 7,1-7,5 (M, 11H), 6,29 (ymmp.c, 1H), 2,89 (ymmup.c, 3H), 2,27 (c, 3H), 2,05 (c, 3H);

MC (ESI) m/z: 494,3 (M+H").

ITpumep 69.

Crnenys obmemy crioco0y B, kapbamar u3 nmpumepa B1 (0,081 r, 0,27 MMoIb) U COSIMHEHUE U3 IIpHMEpa
A38 (0,081 1, 0,27 mMMmosb) oObeauHsUIM ¢ monydeHueMm 1-(3-tper-OyTtui-1-dennn-1H-mmpazon-5-nmm)-3-(2-
¢drop-5-(1-metmn-7-(MeTnnamMuHo)-2-0kco-1,2-auruapo- 1,6-HadpTupuauH-3-1i1)peHIT)MOYEBUHEL B opMe Cco-
M MetaHcyabpoHoBoi kucaoTs! (0,105 T, 72% BBIXOT).

'H SIMP (400 MI'ty, IMCO-dg): & 9,00 (c, 1H), 8,87 (c, 1H), 8,52 (c, 1H), 8,40 (x, J=8,8 I'n, 1H), 7,93 (c,
1H), 7,55-7,48 (m, 4H), 7,43-7,39 (M, 1H), 7,27-7,25 (M, 2H), 6,40 (ymmp.c, 1H), 6,38 (c, 1H), 3,53 (¢, 3H), 2,98
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(c, 3H), 2,27 (¢, 3H), 1,25 (¢, 9H);

MC (ESI) m/z: 540,3 (M+H").

ITpumep 70.

Crnenys obmemy crioco0y B, kapbamat 3-uzonpornui- 1 -perwmn-1H-mupazon-5-amun (0,081 1, 0,28 MMob)
n coeaunenne u3 npumepa A38 (0,085 r, 0,28 mmons) obbeauHsIM ¢ ToydeHueM 1-(2-prop-5-(1-meTwn-7-
(MeTrmamMuHO)-2-0Kkco-1,2-quruapo-1,6-nabtupunua-3-mwi)  hennn)-3-(3-uzonpomnui- 1 -permn- 1 H-mupazon-5-
WIT)MOYEBHHEI B (hopMe comn MeTaHCynb(oHoBo# kucioTs! (0,095 T, 64% BBIXOM).

'H SIMP (400 MI'ty, IMCO-dq): & 9,00 (c, 1H), 8,89 (c, 1H), 8,53 (c, 1H), 8,40 (x, J=8,8 I'n, 1H), 7,93 (c,
1H), 7,55-7,49 (M, 4H), 7,43-7,40 (M, 1H), 7,27-7,25 (M, 2H), 6,40 (ymmp.c, 1H), 6,34 (c, 1H), 3,54 (¢, 3H), 2,93
(c, 3H), 2,90-2,83 (M, 1H), 2,28 (c, 3H), 1,20 (z, J=6,8 I'y, 6H);

MC (ESI) m/z: 526,2 (M+H").

ITpumep 71.

Crenys obmemy crioco0y B, npon-1-en-2-un 3-tper-Oyrundennnkapdamar (0,18 T, 0,75 Mmonb) u coenn-
HeHnue u3 npumepa A38 (0,090 T, 0,30 Mmoib) 0ObeauHs LN ¢ TosydeHueM 1-(3-tper-Oytundennn)-3-(2-gprop-
5-(1-metmi-7-(MeTHIAMKHO)-2-0KC0-1,2-nuruapo- 1,6-nadtupuaus-3-un)penmwt)moueBunsl (0,103 T, 72% BbI-
X0J) B pOpMe CBETIIO-XKEITOTO TBEPIOTO BEIICCTBA.

'H SIMP (400 MI'u, IMCO-de): & 9,05 (c, 1H), 8,50 (1, J=2, 0 I'u, 1H), 8,45 (c, 1H), 8,40 (az, J=6,8, 2,0
I'm, 1H), 7,86 (c, 1H), 7,44 (T, J=2, 0 ', 1H), 7,28-7,24 (M, 3H), 7,20 (1, J=8, 0 'y, 1H), 7,03-7,00 (M, 2H), 6,16
(c, 1H), 3,53 (¢, 3H), 2,86 (1, J=5,2 I'u, 3H), 1,26 (c, 9H);

MC (ESI) m/z: 474,2 (M+H").

IIpumep 72.

Cnenys obmemy criocody A, Troc-kapbamar u3 mpumepa B20 (0,250 r, 0,83 MMOJIB) M COEMHEHHE W3
npumepa Al2 (0,248 1, 0,83 MMoub) oObenuHsIIA ¢ TodydeHueM 1-(2-¢prop-5-(8-MeTmn-2- (MeTUIaMHUHO) -7-
okco-7,8-guruaponupuno| 2,3-d Jnrupumuaus-6-ui)dpernn)-3-(3-u3onponmim3okcason-S-mimouesunsl (180 wmr,
48% BBIXON).

'H SIMP (400 MT't, IMCO-dg): & 10,33 (c, 1H), 8,75 (yump.c, 1H), 8,64 (yurup.c, 1H), 8,38 (ymmp.1, J=8
I'u, 1H), 7,90 (c, 1H), 7,80 (ymmp.c, 1H), 7,36-7,25 (M, 2H), 6,04 (c, 1H), 3,61 (ymmp.c, 3H), 2,89 (ymmp.c, 3H),
1,23 (c, 6H);

MC (ESI, m/z: 452,2 M+H").

ITpumep 73.

Cnenys obmemy crioco0y A, Troc-kapbamar u3 mpumepa B18 (0,170 r, 0,54 MMoJIb) U COeMHEHHE W3
npumepa A38 (0,160 1, 0,54 Mmmomb) o0benuHsIH ¢ ToydeHneM 1-(3-TpeT-OyTrnn3okca3on-5-mm)-3-(2-dprop-5-
(1-metnn-7-(MeTniTaMuHO)-2-0Kkco- 1, 2-muruapo-1,6-nadpTupunna-3-win)penmn)modeBuns! (81 mr, 32% BEIXOT).

'H SIMP (400 MT'n, IMCO-dg): 8 10,32 (c, 1H), 8,72 (yump.c, 1H), 8,43 (c, 1H), 3,38 (a1, J=8,0, 2,0 Ty,
1H), 7,85 (¢, 1H), 7,35-7,23 (M, 2H), 7,03 (M, 1H), 6,15 (ymmp.c, 1H), 6,06 (c, 1H), 3,51 (c, 3H), 2,85 (m, J=5
I'm, 3H), 1,22 (c, 9H);

MC (ESI, m/z: 465,2 M+H").

ITpumep 74.

Crenys obmemy crioco0y B, kap6amar 3-uzonponmi-1-penmn-1H-nmupaszon-5-amun (0,100 r, 0,35 mmous)
u coenuHeHue u3 npumepa A4 (0,110 T, 0,35 MmMois) 00beauHsIHN ¢ oydeHueM 1-(5-(8-3Tuin-2-(MeTHIaMITHO )-
7-okco-7,8-nuruaponupuno|2,3-dmupumuaun-6-nn)-2-dpropdenun)-3-(3-uzonponmnn- 1 -pennn- 1 H-nmupaszon-5-
wi)MoueBuHbI (130 Mr, 68% BBIXO).

'"H SIMP (400 MT't, JIMCO-de): & 8,95 (c, 1H), 8,86 (c, 1H), 8,66 (ymmp.c, 1H), 8,38 (ymmp.x, J=8,0 Iy,
1H), 7,83 (ymmp.c, 1H), 7,78 (ymwup.c, 1H), 7,50 (m, 4H), 7,40 (m, 1H), 7,30-7,20 (M, 2H,(, 6,34 (ymwup.c, 1H),
4,40 (ymmup.c, 2H), 2,85 (M, 4H), 1,22 (M, 9H);

MC (ESI, m/z: 541,3 M+H").

ITpumep 75.

Cnenys obmemy crioco0y F, 1-u3zonmanaro-3-(tpudropmermn)oenson (0,125 r, 0,668 MMois) U coeauHe-
Hue u3 npumepa A2 (0,2 T, 0,668 MMOITb) OOBEAMHSIN B dTUIIALIETATE, B pe3yybTare noaydanu 1-(5-(2-amuHOo-8-
3THII-7-0KC0-7,8-quruaponupuo| 2,3 -dmupumunua-6-mn)-2-propdennn)-3-(3-(TpudTopMe T ) peHmT)MOYUe-
BuHY (188 mr, 58% BbIXOT).

'H SIMP (400 MT'1, JIMCO-de): & 9,46 (c, 1H), 8,72 (c, 1H), 8,70 (ymmp.x, J=8 ', 1H), 8,42 (az, J=8,0,
2,0 I'u, 1H), 8,08 (c, 1H), 7,57 (m, 2H), 7,35 (M, 5H), 4,37 (xB, J=6 'y, 2H), 1,25 (1, J=6 I';, 3H);

MC (ESIL. m/z: 487,2, M+H").

IIpumep 76.

Crnenys obumiemy cnocody B, mpon-1-en-2-un 3-tper-Oyrundenunkapdamar (0,100 T, 0,43 mmons) 1 co-
enuneHne u3 npumepa A4 (0,134 1, 0,43 Mmoib) 00beauHSIHN ¢ Toay4deHueM 1-(3-tper-Oyrundenwn)-3-(5-(8-
3THI-2-(METUIIAMHHO )-7-0KCc0-7,8-muruaponupuno| 2,3-d Jmupumunna-6-mn)-2-propdernn)moueBunsl (50 wmr,
24% BBIXO).

'H SIMP (400 MI'n, IMCO-dg): & 9,04 (c, 1H), 8,65 (ymmmp.c, 1H), 8,50 (1, J=2,4 T'n, 1H), 8,35 (ymup.x,
J=8,0 I'u, 1H), 7,86 (c, 1H), 7,73 (ymmp.c, 1H), 7,41 (m, 1H), 7,30-7,20 (m, 3H), 7,07 (yump.n, J=8 I'u, 1H),
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4,37 (ymmp.c, 2H), 2,89 (1, J=5 I'y, 3H), 1,25 (c, 12H);

MC (ESIL, m/z: 489,2, M+H").

ITpumep 77.

Cnenys obmemy crocody A, TROC-kap6amar u3 mpumepa B21 (0,100 r, 0,25 MMoIb) U coeTMHEHUE U3
npumepa A4 (0,078 1, 0,25 mmonb) oObenuHsun ¢ TomydeHueM 1-(5-(8-3Tuin-2-(MeTunaMuHo)-7-0Kkco-7,8-
muraaponupuno|2,3-dmupumuana-6-nmn)-2-propdenmn)-3-(1-penmr-3-(tpudropmernn)- 1 H-mupazon-5-um)mo-
yeBHHHI (98 Mr, 70% BBIXOT).

'H SIMP (400 MI'u, IMCO-de): 8 9,16 (c, 1H), 9,08 (c, 1H), 8,68 (ymmp.c, 1H), 8,35 (ymup.xa, J=8,0 I'n
1H), 7,83 (c, 1H), 7,78 (yump.c, 1H), 7,63-7,50 (M, 5SH), 7,30-7,20 (M, 2H), 6,87 (ymup.c, 1H), 4,33 (ymmup.c,
2H), 3,54 (c, 3H), 2,88 (&, J=5 'y, 3H);

MC (ESL, m/z: 567,3, M+H").

ITpumep 78.

Crnenyst obmemy crioco0y D, coequnenue u3 npumepa B16 (0,050 1, 0,25 MMOITb) U COCTUHEHUE U3 TIPU-
mepa Al12 (0,099 r, 0,33 Mmonb) 00beauHIM ¢ omydeHneM 1-(3-tper-OyTui-1-3tmn-1H-nmpazon-5-nm)-3-(2-
¢dbrop-5-(8-meTrn-2-(MeTHIAMHHO)-7-0KC0-7,8-muruapornupuno| 2,3-d jnupuMuauH-6-m)peHna)MoueBUHbl (33
MT, 26% BBIXON).

'H SIMP (400 MI', IMCO-d, ocHOBHOI poromep): & 8,83 (¢, 1H), 8,79 (m, J=2,0 I'u, 1H), 8,64 (c, 1H),
8,41 (mn, J=2,0 u 8,4 T'm, 1H), 7,86 (c, 1H), 7,79 (M, 1H), 7,27 (M, 2H), 6,08 (¢, 1H), 3,93 (kB, .7=7,2 I'i, 2H),
3,61 (c, 3H), 2,89 (ymup.x, J=4,0 I', 3H), 1,26 (t, J=7,2 T'n, 3H), 1,18 (¢, 9H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 79.

Crnenys obmemy criocody F, coennuaenue u3 npumepa A3 (150 mr, 0,474 mmons) U 1-xmmop-4-u3onuaHaro-
2-(tpudropmernn)denson (110 mr, 0,498 MMOIb) 0OBEIUHSUIN B IPUCYTCTBUU TTupuauHa (150 mr, 1,90 MMoub),
B pe3ynbTrare noxydanu 1-(4-xmop-3-(rpudropmerwi)pennn)-3-(2-gprop-5-(8-merun-2-(MeTunTHO)-7-0KCO-7,8-
quruaponupuno|2,3-dnupumunnn-6-mn)denmn)mouesuny (0,055 r, 22% BrIxon).

MC (ESI) m/z: 538,0 (M+H").

Crnenys mpouenype, aHaiorndHod mpumepy Al, 1-(4-xmop-3-(tpudropmernn)dpennn)-3-(2-prop-5-(8-
METHI-2-(METHITHO )-7-0Kc0-7,8-nurunponupuno| 2,3-d jmupumunun-6-mn)penmwn)moueuny (55 wmr, 0,100
MMoub) u 2,000, MetwiamuH B TIT'® (4,00 mm, 8,0 mMmonb) oObeawHANM C monxydeHueM 1-(4-ximop-3-
(tpudropmernn)pennn)-3-(2-pTop-5-(8-meTHn-2-(MeTHIAMHUHO )-7-0KCO-7,8-muruapornupuao[ 2,3-d jnupumu-
IUH-6-11)(heHrT)MoueBHUHEI (36 Mr, 67% BBIXOX).

'H SIMP (300 MI'n, IMCO-de): & 2,90 (¢, 3H), 3,53-3,61 (v, 3H), 7,26-7,31 (m, 2H), 7,58-7,59 (m, 2H),
7,60-7,75 (yump.m, 1H), 7,88 (c, 1H), 8,10 (c, 1H), 8,33-8,35 (M, 1H), 8,64-8,77 (m, 2H), 9,49 (c, 1H);

MC (ESI) m/z: 521,0 (M+H").

ITpumep 80.

Crnienys nporeaype, onucanHou B mpumepe 57, 1-(3-tpeT-0yTunuzokcason-5-un)-3-(2-grop-5-(8-metun-2-
(MeTmicy s UHIT)-7-0KCc0-7,8-quruaponupuao|2,3-d [mupumMuuH-6-min)heHuT)MOYeBUHY W3 npuMmepa 43
(0,150, 0,311 mmoms, 1,00 3kB.) u L-ananunon (48,4 Mk, 0,622 Mmmoib, 2,00 3KB.) 00BEIUHSIIN C MTOTyYCHHEM
(S)-1-(3-Tper-OyTrinmzoxcazon-5-min)-3-(2-prop-5-(2-(1-ruapokcunponan-2-miIaMHHO )-8 -MeTHI-7-0Kc0o-7,8-
quruaponupuao|2,3-d | nupumunun-6-mn)ennn)modeBuHsbl (72 Mr, 46% BbIX0I) B (hopMe Tpsi3HO-0II0ro TBEp-
JIOTO BEIIECTBA.

'H SIMP (400 MTI'ti, IMCO-de): & 10,34 (c, 1H), 8,73 (ymmp.c, 1H), 8,65 (ymmp.c, 1H), 8,39 (m1, J=2,4 u
8,0 I'u, 1H), 7,87 (¢, 1H), 7,60-7,57 (M, 1H), 7,35-7,25 (M, 2H), 6,06 (¢, 1H), 4,70 (1, J=6,0 T'u, 1H), 4,09
(ymmp.c, 1H), 3,58-3,49 (M, 4H), 3,35 (yump.c, 1H), 1,23 (c, 9H), 1,17-1,15 (M, 3H);

MC (ESI) m/z: 510,2 (M+H").

ITpumep 81.

Crnenys obmemy crioco0y B, kapbamar u3 mpumepa B21 (0,0 71 1, 0,23 MMOJb) U COeAMHEHUE U3 TTPUMEpa
A38 (0,068 1, 0,23 MMoub) oOBenuHsIH ¢ moxydeHueM 1-(2-drop-5-(1-mMetnn-7-(MeTuaMuHo )-2-0kco-1,2-
murunapo- 1,6-madrupuana-3-un)perwn)-3-(1-penmn-3-(tpudropmernn)- 1 H-mupazon-5-un)MoueBUHBI B hopme
coin MeTaHcyab(oHoBoi kuciotsl (0,076 r, 60% BeIX0x).

'H SIMP (400 MTI'ny, JIMCO-de): & 9,18 (c, 1H), 9,11 (c, 1H), 8,50 (c, 1H), 8,38-8,36 (M, 1H), 7,92 (c, 1H),
7,64-7,56 (m, 6H), 7,29-7,26 (m, 2H), 6,88 (c, 1H), 6,35 (ymup.c, 1H), 3,53 (¢, 3H), 2,91 (c, 3H), 2,27 (c, 3H);

(ESI) m/z: 552,2 (M+H").

ITpumep 82.

Crnenys obmemy crocoOy D, 3-tper-0yTni-1-mermin-1H-nupason-5-kap6onoByto kucnory (0,051 1, 0,28
MMOJIb) B coexumHenue m3 npumepa A38 (0,1 r, 0,34 mMMonb) oObeanHsIM ¢ noiydeHueM 1-(3-Tper-OyTui-
metmi- 1 H-nupa3zon-5-ni)-3-(2-prop-5-(1-metnn-7-(MeTuinamMuHo )-2-0kco- 1, 2-murunpo- 1,6-aadrapuann-3-
WIT)(SHUIT)MOYEBHUHBI B JopMe Coi MeTaHCyIb(hoHOoBON KUCIOTHI (0,089 T, 67% BBIXOT).

'H SIMP (400 MI'ty, IMCO-de): & 8,94 (c, 1H), 8,85 (1, J=2,4 T'u, 1H), 8,53 (c, 1H), 8,41 (ux, J=8,0 I'y,
2,0 I'm, 1H), 7,95 (¢, 1H), 7,30-7,27 (M, 2H), 6,42 (yump.c, 1H), 6,08 (¢, 1H), 3,60 (c, 3H), 3,54 (c, 3H), 2,93 (c,
3H), 2,28 (c, 3H), 1,18 (c, 9H);
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(ESI) m/z: 478,3 (M+H").

ITpumep 83.

Crnenys obmemy crioco0y C, kapbamar u3 mpumepa B20 (2,70 1, 21,4 mmons, 1,00 9kB.) B coeIMHEHNUE U3
npumepa A3 (0,525 T, 1,66 mmons, 1,00 5kB.) oObeauHsIM ¢ TOnydeHueM 1-(2-¢pTop-5-(8-MeTmI-2-(METHIITHO)-
7-okco-7,8-guruaponupuno| 2,3 -d|mupumuua-6-mr)dhennn)-3-(3-u3onponuian3okcason-S-ui)modeBuHsl (0,344
T, 44% BBIX0O1) B (hopMe OIETHO-KENTON TUICHKH.

'H SIMP (400 MI', IMCO-dq): & 10,35 (c, 1H), 8,93 (c, 1H), 8,79 (m, J=2,0 I', 1H), 8,44 (az, J=2,00 u
8,0 I'm, 1H), 8,07 (c, 1H), 7,40-7,31 (M, 2H), 6,02 (c, 1H), 3,66 (c, 3H), 2,89 (c, J=6,8 'y, 1H), 2,60 (c, 3H), 1,18
(m, J=6,8 T'y, 6H);

MC (ESI) m/z: 469,0 (M+H").

Crnenyst mpouexype, aHanormuHod mpumepy Al, 1-(2-¢rop-5-(8-metmn-2-(MeTunTHo)-7-okco-7,8-
quruaponupuao|2,3-dmupumunus-6-mn)dennn)-3-(3-uzonpommumsaokcazon-S-mn)mouesuny (0,150 r, 0,322
MMOJIb, 1,00 9KB.) OKHCIISIIN U UCTIONB30BaIH B peakuuu ¢ L-ananunonom (41,4 Mk, 0,533 mmorns, 2,00 3kB.), B
pesyibrare nomydanu  (S)-1-(2-drop-5-(2-(1-runpokcunponan-2-uiaMuHO )-8-MeTHII-7-0KCO- 7,8 - TUTUAPOTIH-
puno [2,3-d]mupumuans-6-n)dernn)-3-(3-u30nponmIn30Kca3on-S-mi)MoueBuny (67 mr, 51% Brixon) B hopme
TPSA3HO-0EJIOTO TBEPIOTO BEIIECTBRA.

'H SIMP (400 MT'i, IMCO-de): & 10,34 (c, 1H), 8,73 (ymmp.c, 1H), 8,65 (ymmup.c, 1H), 8,39 (m1, J=2,4 u
8,0 I'm, 1H), 7,87 (¢, 1H), 7,60-7,57 (M, 1H), 7,35-7,25 (M, 2H), 6,06 (c, 1H), 4,70 (1, J=6,0 T'u, 1H), 4,09
(ymmp.c, 1H), 3,58-3,49 (M, 4H), 3,35 (yump.c, 1H), 2,89 (m, 1H), 1,23 (c, 9H), 1,17-1,15 (M, 9H);

MC (ESI) m/z: 496,3 (M+H").

ITpumep 84.

OO0benuHsIH TUBATOHUTPHA (2,75 T, 33,1 MMons), Boxy (20 mur), muokcad (20 mur), TUApAT THAPOCYIbHH-
na "Hatpust (14,7 v, 198 MMoub) u Tuapoxsopu qudTHITHIamMuHa (21,8 T, 198 MMOmb) 1 cMech TIepeMenTuBaIH
npu 55°C B Teuenne 48 4. Jlob6asmsumm Boxy (150 mm) u EtOAc (60 mur), opranudeckyro a3y OTACNsIN U BOI-
Hyto (azy sxctparupoBaiu EtOAC (1x60 mi). OO0bequHEeHHBIE OpraHudeckue (a3bl MPOMBIBAIH COJIEBBIM pac-
TBOpoM, cymmian  (Na,SO;) W KOHIEHTPHpPOBAIM B  BakyyMe, B pe3yibrare mnoiydand 2,2-
JUMETHINPONIaHTHOaMU L B popMe rpsizHO-Oenoro TBepaoro Bemectsa (3,00 T, 89% BbIxon).

Otun 3-6pom-2-okconpomnanoat (1,95 r, 10 mMons) u 2,2-mumerminponantuoamun (1,17 r, 10 MMob)
o0beanHsUM B 3TaHoie (20 M) M pacTBOp NepeMeIInBalld P KOMHAaTHOW Temrepatype B Tedenue 48 4. Pac-
TBOPHTEIb YAAISIH, K OCTaTKy N0OaBisiiM HachkinieHHbIH pactBop NaHCO;, nponykr skcrparupoBanu EtOAc
(2x30 mi). O6beauHEHHBIE OpraHudeckue (a3bl MPOMBIBAIM COJIEBBIM pacTBopoM, cyrmmin (Na,SO,), KOHIIeH-
TPUPOBAJIHM B BaKyyMe; OUYMCTKAa IyTEM XpoMmarorpaduy Ha CHJIMKAareie jAaBajia dTHI 2-TPeT-OyTHITHA30II-5-
kapOokcunar (1,16 T, 55%) B dopme OecuBeTHOM xuakocty (1,16 r, 55% BeIxXOX).

MC (ESI) m/z: 214,0 (M+H").

K pactBopy atHn 2-Tper-OyTunTraszon-5-kapookcunara (1,16 T, 5,44 mmons) B TT'® (10 mur) goGassuin
ruapokcun satus (0,45 r, 10,9 mMois) B Boje (5 MIT) U epeMeIrBaiy cMech B TedeHne 16 4 mpu KOMHATHOU
Temneparype. PacTBoputenu ynaiuiam B BaKyyMe, TYCTYIO )KHIKOCTh pa30aBIIsLIH BOIOH (5 MIT) M HOIKUCIISIH
2M pactBopoMm HCI no pH 4-5. IIpoxykT ocaxmaincs, cMech (GUIBTPOBAIN, MPOMBIBAIH BOJOH (2x5 M) U cy-
MWK, B pe3yJIbTaTe MOMydadn 2-TpeT-0yTHITHA30II-5-KapOOHOBYIO KHUCIOTY B (popMe Oeoro TBEpIOTo Belle-
ctBa (0,55 T, 55% BBIXON).

'H SIMP (400 MT'ni, IMCO-dy) : & 8,32 (¢, 1H), 1,39 (c, 9H) ; MC (ESI) m/z: 186,0 (M+H").

K pactBopy 2-tpeT-OyTHinTHa30-5-KapOoHoBOW KucioTel (0,46 T, 2,52 MMoib) B auokcane (10 mur) mo-
6asisum TpusTiiamud (0,76 T, 7,55 MMons), mudenundocdopunazua (1,04 r, 3,77 MMOIIB) U TPUXJIOPIIEHTAHOT
(1,13 1, 7,55 mMomnb) u cmech HarpeBanu 10 90°C B Teuenue 3 4. JloGaBimsuin HackimeHHbIH pacTBop NaHCO;
(30 M) u sxctparupoBanu nmpoaykT EtOAc (2x30 mur). O0bennHeHHBIE OpraHndecKue (pa3bl IPOMBIBAIIN COJIE-
BBIM pacTBopoM, cymmim (Na,SO,), KOHIEHTPUPOBaIX B BaKyyMe, OYHCTKa ITyTeM XpoMmarorpauy Ha CHIINKa-
rene gaBaya 2,2,2-TpuUXJiIopaTun 2-Tper-OyTunTnason-S-mikapbamar B gopme macrooOpaszHoit maccer (0,55 T,
66% BBIXOT).

'H SIMP (400 MT'y, arteron-de): & 8,44 (c, 1H), 4,94 (c, 2H), 1,38 (c, 9H);

MC (ESI) m/z: 333,0 (M+H").

Crnenyst obmemy crocody C, 2,2,2-Tpuxiopatuin 2-tper-Oyrunrnazon-S-unkapbamar (0,081 1, 0,24
MMOJB) M coenuHeHue u3 mpumepa Al2 (0,73 1, 0,24 mmosp) oObenuHsUIM ¢ moixydeHuem 1-(2-tpert-
OyTuiaTHazon-5-mn)-3-(2-dprop-5-(8-MeTmi-2-(MeTHIaMUHO)-7-0Kkc0-7, 8-guruaponupuo|2,3-d|mupumunna-6-
WIT)(eHUIT)MOIEBUHBI B popMe TpsizHo-0eroro TBepaoro Bemectsa (0,025 1, 21% BeIxoxn).

'H SIMP (400 MI'r, IMCO-de): & 9,88 (c, 1H), 8,64 (c, 1H), 8,44 (n, J=8,4 T'u, 1H), 7,87 (c, 1H), 7,88
(ymmp.c, 1H), 7,26-7,22 (m, 2H), 7,04 (¢, 1H), 3,60 (c, 3H), 2,89 (x, J=4,4 I'y, 3H), 1,35 (c, 9H);

MC (ESI) m/z: 482,2 (M+H").

ITpumep 85.

Crnenys obmemy criocody B, kap6amar u3 mpumepa B22 (0,10 r, 0,40 MMOJIb) ¥ cOeTMHEHUE U3 TTPUMEpa
A4 (0,10 1, 0,32 w™mmomp) oObemuHsIIM C  noimydeHueM  1-(5-(8-3THi-2-(MeTHIaMUHO)-7-0KCcO-7,8-
quruaponupuao|2,3-d | nupuMunuH-6-ux)-2-propdennn)-3-(1-metun-3-(rpudropmernin)- 1 H-nmupaszon-5-
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win)mouesuHs! (0,12 T, 61% BBIXOT).

'H IMP (400 MTI';, AIMCO-dg, ocHoBHOM potomep): 6 9,27 (¢, 1H), 8,94 (ymmp.c, 1H), 8,64 (c, 1H), 8,36
(mm, J=2,0, 8,0 I'u, 1H), 7,85 (c, 1H), 7,79 (M, 1H), 7,2-7,4 (m, 2H), 6,61 (c, 1H), 4,35 (xB, J=5,6 I'n, 2H), 3,77
(c, 3H), 2,88 (1, J=4,4 I'y, 3H), 1,23 (T, J=6,8 'y, 3H);

MC (ESI) m/z: 505,2 (M+H").

ITpumep 86.

Crnenys obmemy criocody B, kapdamar B15 (0,05 T, 0,21 MmMonb) u coenmunenune u3 npumepa Al2 (0,063 r,
0,21 ™MMomb) o0bemuHIM ¢ TomydeHueMm  1-(5-(8-3Tmin-2-(MeTHIaMHHO )-7-0KC0-7,8-muruaponupuo|2,3-
d]mupumuana-6-1n)-2-dpropdernn)-3-(1-metnn-3-(tpudropmerin)- | H-mupazon-5-mm)modgeBunsr (55 mr, 55%
BBIXOJ).

'H IMP (400 MTI';, IMCO-dg, ocHoBHOM potomep): 6 11,0 (¢, 1H), 8,91 (ymmp.c, 1H), 8,64 (c, 1H), 8,33
(nm, J=1,6 u 6,4 T'u, 1H), 7,90 (c, 1H), 7,83 (M, 1H), 7,2-7,4 (M, 2H), 6,52 (¢, 1H), 3,61 (ymmp.c, 3H), 2,90
(ymwmp.n, J=4, 8 I'u, 3H);

MC (ESI) m/z: 478,0 (M+H").

ITpumep 87.

Crnenys obmemy crioco0y B, mpon-1-en-2-un 3-tper-0yTtii-1-merni-1H-nupason-5-nnkapbamar (0,12 T,
0,51 mMonb) u coequnenne u3 npumepa A24 (0,16 r, 0,51 Mmois) 00beaNHSIN ¢ oTydeHHeM 1-(3-Tper-OyTui-
1-metnn-1H-tmmpazon-5-un)-3-(5-(1-3trn-7-(MeTHiIaMuHo )-2-0kco- 1, 2-murunpo- 1,6-Hap Tupuaua-3-wmn)-2-
¢dropderna)moueBuHsI B popme mesmnata (130 mr, 47% BBIXOT).

'H SIMP (400 MI';, IMCO-de): & 8,98 (c, 1H), 8,87 (yump.c, 1H), 8,57 (ux, J=2,0, u 8,0 T'n, 1H), 7,88 (c,
1H), 7,2-7,4 (m, 2H), 6,55 (yump.c, 1H), 6,09 (c, 1H), 4,18 (M, 2H), 3,61 (c, 3H), 2,96 (ymmp.c, 3H), 2,30 (c,
3H), 1,22 (1, J=6,4 I'y, 3H), 1,18 (c, 9H);

MC (ESI) m/z: 492,3 (M+H").

ITpumep 88.

Crenys obuiemy cnocody B, mpon-1-en-2-un 3-tper-Oyrundenunkapdamar (0,545 T, 2,34 mmons) u co-
enuHeHune u3 npumepa A3 (0,592 r, 1,87 mmonb) oObequHsIN ¢ moimydeHueM |-(3-tpeT-OyTmndenin)-3-(2-
¢drop-5-(8-MeTmi-2-(MeTUNITHO)-7-0KC0-7,8-nuruaponupuno| 2,3-d Jnupumuans-6-nn)pennn)moueBunsl - (0,574
T, 62% BBIX0[) B (hOPME CBETIIO-XKEITOTO TBEPAOTO BEIICCTBA.

MC (ESI) m/z: 475,2 (M+H").

Crnenyss mpouenype, aHamoruuHod mpumepy Al, 1-(3-tper-Oyrundenun)-3-(2-¢prop-5-(8-metmn-2-
(MeTrnTHO)-1-0KCc0-7,8-muruaponupuao| 2,3-d | mupumuaua-6-mn)penmwn)moueBuny (0,200 r, 0,407 mMMonb) u
N,N-mumetmwmTrenauamud (0,181 mur, 1,65 MMois) o6beauHsun ¢ monydeHueM 1-(3-tpet-oytundenmn)-3-(5-
(2-(2-(mMMeTHITAMIHO )3 THIIAMHUHO )-8 -MEeTHII-7-0KCc0-7,8-muruaponupuao| 2,3-d JmupuMuguH-6-1mi)-2-hTop-
¢enmm)moueBuns! (0,150 T, 86% BBIXOA) B GOpPME CBETIO-KEITOTO TBEPAOTO BeriecTBa. I1orydeHHyI0 MOYEBH-
HY npeBpamamy B coorBeTcTByIonyto cob HCI mytem peakmuu ¢ HCI (4,0M HCI B nnokcane, 1,0 9kB.).

'H SIMP (400 MI't, IMCO-dg): & 9,28 (c, 1H), 8,73 (c, 1H), 8,64 (n, J=1,6 ', 1H), 8,39 (n, J=7,6 Iy,
1H), 8,04 (c, 1H), 7,93 (¢, 1H), 7,43 (c, 1H), 7,28-7,24 (m, 3H), 7,18 (1, J=8,0 I'n, 1H), 6,99 (T, J=7,6, 0,8 I'm,
1H), 3,74 (ymmp, 2H), 3,63 (c, 3H), 3,30 (ymmp, 2H), 2,81 (n, J=4,8 T'u, 6H), 1,25 (c, 9H);

MC (ESE) m/z: 532,3 (M+H").

ITpumep 89.

Crnenys mpoueaype, ananormyHoil mpumepy Al, L-(4-xmop-3-(tpudropmernn)dpennn)-3-(2-prop-5-(8-
METHI-2-(METHITHO)-7-0Kc0-7,8-muruaponupuno| 2,3-d JnupuMuauH-6-1) peHra)MoUeBUHY U3 pumepa 67 (55
mr, 0,100 Mmmoits) 1 2-amuHO-1-niportanon (249 wmr, 3,31 MMoi1b) 00beaAnHsIIH ¢ TToxydeHueM 1-(2-¢prop-5-(2-(1-
THUAPOKCUTIPOTIaH-2-MIIaMUHO )-8-MeTHII-7-0KC0-7,8-muruaponupuno|2,3-d jmupumuana-6-nn)pernn)-3-(3-
(Tpudropmerin)pernia)moueBUHEI (489 Mr, 22% BBIXOT).

'H SIMP (300 MI't, IMCO-dg); & 1,15 (c, 3H), 3,37-3,56 (M, 4H), 3,90-4,15 (m, 1H), 4,69 (c, 1H), 7,22-
7,55 (M, 6H), 7,84 (c, 1H), 8,02 (c, 1H), 8,36-8,38 (M, 1H), 8,63 (yump.c, 2H), 9,38 (c, 1H), orcyrctByetr OH;

MC (ESI) m/z: 531,2 (M+H").

ITpumep 90.

Cnenys obmemy ciocody C, TROC-kap6amat u3 npumepa B23 (150 mr, 0,421 MMOmb) U COeTMHEHUE W3
npumepa Al2 (132 wmr, 0,442 MMoinb) 00beuHSIM ¢ noxydeHueM 1-(3-tper-OyTui-1-n3onponmi-1H-nmpazon-
5-um)-3-(2-¢pTop-5-(8-MeTni-2-(MeTnIaMHIHO)-7-0KCc0-7,8-quruaponupuao| 2,3-d [nupumuanH-6-1i) peHrT)Mo-
yeBuHHI (13 Mr, 6% BBIXOT).

'H IMP (300 MTI', IMCO-dy): 8 1,18 (c, 9H), 1,31 (1, J=6,5, 6H), 2,89 (c, 3H), 3,50-3,61 (M, 3H), 4,33
(rem, J=6,3, 1H), 6,03 (c, 1H), 7,24-7,26 (m, 2H), 7,65-7,84 (M, 2H), 8,37-8,39 (M, 1H), 8,62-8,76 (M, 3H);

MC (ESI) m/z: 507,2 (M+H").

ITpumep 91.

Cnenys obmemy criocody D, coemunenne n3 npumepa B16 (0,060 r, 0,31 MMoIb) B cOeTUHEHNE U3 TIPH-
Mmepa A4 (0,096 T, 0,31 mmoIb) 0ObeuHIH ¢ ToTydeHneM 1-(3-tpeT-0yTui-1-3twmn-1H-mupazon-5-mm)-3-(5-(8-
3THI-2-(METUIIAMHHO )-7-0KCc0-7,8-muruaponupuno| 2,3-d[mupumunana-6-mn)-2-propdernn)MoueBuHbl (57 M,
37% BBIXO).
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'H IMP (400 MI', IMCO-dg, ocHOBHOI poTomep): O 8,82 (c, 1H), 8,78 (m, LH), 8,64 (c, 1H), 8,39 (ax,
J=2,0u 8,4 I', 1H), 7,85 (c, 1H), 7,78 (m, 1H), 7,27 (M, 2H), 6,08 (c, 1H), 4,30 (M, 2H), 3,93 (xB, J=7,2 I'L,
2H), 2,89 (ymmp.n, J=4,0 I'u, 3H), 1,25 (m, 6H), 1,19 (c, 9H);

MC (ESI) m/z: 507,2 (M+H").

ITpumep 92.

Cnenys obmemy crnocody F, coemunenuwe u3 npumepa A38 (88 mr, 0,29 mMmonb) u 1-u3omuanaro-3-
(tpudropmernn)oenzon (63 wmr, 0,34 wmmomb) oOBemMHsUIA ¢ ToiydeHueM  1-(2-pTop-5-(1-meTmn-7-
(MeTrmamMuHO)-2-0kco-1,2-quruapo-1,6-nadtupunui-3-mr)hennn)-3-(3-(tpud ropmMeTr ) peHIIT)MOYEBUHBI
(123 wmr, 87% BBIXOT).

'H SIMP (400 MI'u, IMCO-dg): & 9,40 (c, 1H), 8,63 (c, 1H), 8,44 (c, 1H), 8,37 (un, J=8,2, 2,2 I'n, 1H),
8,03 (c, 1H), 7,87 (c, 1H), 7,51 (m, 2H), 7,32-7,22 (m, 3H), 7,03 (xB, J=4,8 T'n, 1H), 6,15 (c, 1H), 3,52 (c, 3H),
2,85 (1, J=5,0 I'u, 3H);

MC (ESI) m/z: 486,2 (M+H").

ITpumep 93.

Crnenys obmier mpoueaype B, coemunenue u3 npumepa B11 (0,125 1, 0,362 MMOIJIb) U COCIUHCHUE W3
npumepa Al2 (0,104 1, 0,347 w™mosb) oOBeaMHsIIM C  nosydeHueMm  celpod  1-(3-(1-(tpert-
Oy THIITMMETHIICHIMIIOKCH)-2-MeTHIIponan-2 -1i)- 1 -penun- 1 H-upazon-5-un)-3-(2-dpTop-5-(8-metnn-2-
(MeTrImaMuHO)-7-0Kkc0-7,8-quruaponupuao| 2,3-d | mupuMuauH-6-mi)deHmn)ModeBHHbL. K yKkazaHHOMY (QHIIBT-
paty nobasnsiin TBAF (terpa-u-Oyrunammonus gropux 1,0M B TT'®, 1,0 mu, 1,0 MMoas) U TIepeMeNTUBAIH
cmech npu 30°C B Teuenue 2 gHeid. PacTBopuTtens yaansnu npu NoHMKeHHOM AasieHuu. Octatok racumu H,O
(15 M) u sxcrparupoBa EtOAc (2x25 mir). OObeMHEHHBIE OpraHudecKre (as3bl MPOMBIBAIH COJICBBIM pac-
tBopoM (15 mur), cymmmn (MgSQOy,), KOHIIEHTPUPOBAIM B BaKyyMe M OUHINATH ITyTeM XpoMaTorpaduu, B pe3yib-
tate  momydaim  1-(2-drop-5-(8-MeTrin-2-(MeTHIIAMHHO )-7-0KC0-7,8-muruaponupuno|2,3-d jmupumMuana-6-
n)pernn)-3-(3-(1-runpokcn-2-metnnnponan-2-un)- 1 -pernn- 1 H-mupazon-5-mn)mogesuny (0,096 r, 52% BBI-
x01) B popMe Oenoro TBEpAOTro BEIIeCTBA.

'H SIMP (400 MI'n, IMCO-dg): & 8,98 (1, J=1,2 T'u, 1H), 8,88 (c, 1H), 8,655 (c, 1H), 8,40 (11, J=8,0, 1,2
I'u, 1H), 7,36 (c, 1H), 7,82 (1, J=4,4 I'u, 1H), 7,56-7,49 (m, 4H), 7,44-7,39 (M, 1H), 7,28-7,21 (m, 2H), 6,39 (c,
1H), 4,59 (1, J=5,2 I'u, 1H), 3,61 (c, 2H), 3,54 (¢, 1H), 3,41 (n, J=5,2 I'n, 2H), 2,90 (&, J=4,4 'y, 3H), 1,19 (c,
6H);

MC (ESI) m/z: 557,3 (M+H").

ITpumep 94.

Crnenys obmemy crioco0y D, 3-tper-0yTui-1-mermin-1H-nupason-5-kapo6onosyto kucnory (0,041 r, 0,23
MMOJIB) U coeanHenue u3 npumepa A49 (0,081 r, 0,25 mmons) B npucyrctBun TpudtwiamuHa (0,07 T, 0,68
MMoub) U audenmwidochapmiazuna (0,12 r, 0,45 mmons) obveauHsIM ¢ mosydeHueM 1- (3-tper-OyTmi-1-
Metwi- 1 H-nupa3zon-5-ni)-3-(2-prop-5-(8-u3onponun-2-(MeTHIaMUHO )- 7-0KCc0-7,3-muruaporupuao[ 2,3-d mm-
PUMHINH-6-1T)(EeHIT)MOYEeBHHBI B opme Oenoro TBepaoro Bemectsa (0,86 T, 75% BbIXox).

'H SIMP (400 MI'n, IMCO-de): & 8,91 (c, 1H), 8,81 (x, J=2, 4 T'u, 1H), 8,52 (c, 1H), 8,36-8,34 (M, 1H),
7,719-7,76 (M, 2H), 7,26-7,23 (M, 2H), 6,08 (c, 1H), 5,77-5,74 (M, 1H), 3,60 (c, 3H), 2,88 (1, J=4,4 I'u, 3H), 1,58-
1,51 (m, 6H), 1,18 (c, 9H);

MC (ESI) m/z: 507,2 (M+H").

ITpumep 95.

Crnenys obmemy crioco0y D, 4-MeTrianmupuMuIiue-5-kapooHoByo kucioty (300 mr, 2,17 MMoOJIB) U coelu-
HeHue u3 npumepa A3 (687 mr, 2,17 Mmmois) 00beuHsuN ¢ osrydenueM 1-(2-¢rop-5- (8-meTun-2-(MeTHnTHO)-
7-okco-7,8-nuruaponupuno|2,3-dmupumuaun-6-mn)dpernn)-3-(4-MeTHIMHPUMUIUH-5 -1 )MoueBuHBl (305 M,
31% BBIXOT).

MC (ESI) m/z: 452,0 (M+H").

Crnenys mpouenype, anajmorndanoid mnpumepy Al, 1-(2-dbTop-5-(8-meTmn-2-(MeTHnTHO)-7-0KC0-7,8-
muraaponupuno|2,3-dmupumuana-6-nn)pernn)-3-(4-MmeTunmmupuMuIuH-5-mwn)mouesuny - (300 wmr, 0,664
MMoutb) # 2,0H. MetwiiamMut B TT'® (2,3 M, 4,53 MMois) o0beauHsIN ¢ iofydenueM 1-(2-gprop-5-(8-metnmn-2-
(MeTrmamMuHO)-7-0Kkco0-7,8-quruaponupuao| 2,3-d | mupuMuuH-6-1m) heHnn) -3 -(4-Me THIITUPUMH THH-S -
nn)Mo4eBHHEI (75 mr, 38% BBIXOT).

'"H SIMP (300 MI't, IMCO-dg): & 2,45 (c, 3H), 2,88 (c, 3H), 3,50-3,57 (M, 3H), 7,23-7,29 (M, 2H), 7,67-
7,79 (m, 1H), 7,82 (c, 1H), 8,39-8,42 (M, 1H), 8,60 (c, 3H), 8,68 (c, 2H), 9,13 (M, 1H);

MC (ESI) m/z: 435,2 (M+H").

ITpumep 96.

Crnenys obmemy cnoco0y A, TROC-kap6amat u3 npumepa B18 (0,5 r, 1,58 MMonb) u coenuHeHue w3
npumepa A10 (0,523 1, 1,58 MMmoip) 00benuHsIN, B pe3ynbTaTe nomydanu 1-(3-Tper-0yTuian3okcaszon-5-ui)-3-
(2-dprop-4-metnn-5-(8-metmi-2-(MeTUNTHO)-7-0KCc0-7,8-nuruaponupuno| 2,3-d JnupumuauH-6-1) peHnn)mMo-
yeBuHY (440 mr, 56% BbBIXOT).

'H SIMP (400 MI'u, IMCO-dq): & 10,5 (yump.c, 1H), 8,9 (c, 1H), 8,70 (ymmp.c, 1H), 7,94 (z, J=9 T'u, 1H),
7,88 (c, 1H), 7,20 (m, J=12 'y, 1H), 6,00 (c, 1H), 3,64 (c, 3H), 2,61 (c, 3H), 2,07 (c, 3H), 1,21 (c, 9H);
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MC (ESI) m/z: 497,2 (M+H").

Crenys mpouenype, ananoruuHoi npumepy Al, 1-(3-tper-Oytunusokcazon-5-mn)-3-(2-prop-4-metnin-5-
(8-MeTmin-2-(MeTrTHO)-7-0Kc0-7,8-quruaponupuo| 2,3 -d [mupumunun-6-wn)pennn)mouesuny (1,70 r, 3,426
MMOJIb) B MeTHIaMuH (2 i1, 4 MMoutb, 2,0M B TT' @) o6weaussny ¢ moydenueM 1-(3-Tper-0yTHimmM30Kca3on-5-
nn)-3-(2-¢prop-4-metnin-5-(8-meTun-2-(MeTuIaMuHO )- 7-0kco-7,8-muruaporupuao[ 2, 3-d jrupumuauH-6-1i) de-
HIT)MOYeBHUHEI (92 mr, 42% BBIXOX).

'H SIMP (400 MI't, IMCO-de): & 10,28 (ymmmp.c, 1H), 8,67 (ymup.c, 1H), 8,61 (c, 1H), 7,89 (1, J=9 I'ny,
1H), 7,82 (ymup.c, 1H), 7,68 (c, 1H), 7,17 (z, J=12 I'n, 1H), 6,00 (c, 1H), 3,58 (c, 3H), 2,90 (x, J=5 I'u, 3H), 2,08
(c, 3H), 1,21 (c, 9H);

MC(ESI) m/z: 480,2(M+H").

ITpumep 97.

Crnenys obmemy crocody A, TROC-kapoamat u3 npumepa B21 (0,2 T, 0,5 MMOIB) U COeIMHEHUE U3 TIPH-
mepa A39 (0,156 r, 0,5 Mmmoub) 00beANHSIH ¢ TTOTydeHUEM 1- (2-pTop-4-meTrn-5-(8-MeTmin-2-(MeTHIaMHHO)-7 -
okco-7,8-guruaponupuno| 2,3-d jmrupumuaus-6-ui)pennn)-3-(1-pennn-3-(tpudropmernn)-1 H-nupazon-5-
wi)MoueBuHEI (210 Mr, 75% BBIXO).

'H SIMP (400 MI'u, IMCO-de): & 9,12 (c, 1H), 9,02 (c, 1H), 8,60 (c, 1H), 7,90 (x, J=9,5 T'u, 1H), 7,6 (M,
6H), 7,13 (x, J=12 I'n, 1H), 6,83 (c, 1H), 3,54 (c, 3H), 2,90 (1, J=5 'y, 3H), 2,07 (c, 3H);

MC (ESI, m/z: 567,3, M+H").

ITpumep 98.

Crenys MmoguduimpoBaHHOMY o0mieMy crioco0y B, kap6amar u3 mpumepa B21 (0,071 r, 0,23 MMonb) u
coennHenue u3 npumepa A38 (0,068 r, 0,23) narpeanu npu 130°C B Teyenue 1 4 mox nedicTBHEM MHKPOBOJI-
HOBOTO W3Iy4eHUs, B pe3ynabTare monydanu 1-(1-tper-Oytmn-1H-mmpazon-4-un)-3-(2-grop-5-(1-metnn-7-
(MeTrmaMuHO)-2-0Kco-1,2-auruapo-1,6-nadTupuanH-3-mn)GeHnT)MOYeBHHY B (OpME CONH METaHCYIh(HOHO-
Boi kucinoTs! (0,048 T, 45% BEIXON).

'"H SIMP (400 MT'i, IMCO-dq): & 8,72 (¢, 1H), 8,54 (ymmp.c, 2H), 8,41 (ux, J=8,4 ', 2,4 T, 1H), 7,95
(c, 1H), 7,80 (c, 1H), 7,40 (c, 1H), 7,29-7,19 (M, 2H), 6,42 (yump.c, 1H), 3,54 (c, 3H), 2,94 (c, 3H), 2,27 (¢, 3H),
1,47 (c, 9H);

(ESI) m/z: 464,2 (M+H").

ITpumep 99.

Crnenys obmemy crioco0y A, kapbamar u3 npumepa Bl (0,45 r, 1,5 MMoib) U coemHeHHe U3 mpuUMepa
A10 (0,4 1, 1,21 MMoI1B) 00BEMHSIN C TTONydeHHeM 1-(3-tpeT-OyTni-1-penun-1H-nupaszon-5-wm)-3-(2-¢pTop-4-
MeTHIT-5-(8-MeThI-2-(MEeTHIITHO )-7-0Kc0-7,8-muruaponupuao| 2,3-d jmupumMuinH-6-11 ) e HIIT ) MOYEBUHBI B
topme Oemoro tBepaoro BemecTsa (0,25 T, 36% BBIXON).

'H SIMP (400 MI't, IMCO-dg): & 8,94 (n, J=2,0 'y, 1H), 8,90 (c, 1H), 8,83 (c, 1H), 7,98 (u, J=8,4 I'y,
1H), 7,87 (¢, 1H), 7,54-7,47 (M, 4H), 7,43-7,39 (M, 1H), 7,15 (7, J=12,0 'y, 1H), 6,34 (c, 1H), 3,64 (c, 3H), 2,61
(c, 3H), 2,06 (c, 3H), 1,22 (c, 9H);

MC (ESI) m/z: 482,2 (M+H").

Crnenys npoueaype, anajgoruaaoi npumepy Al, 1-(3-tper-0ytmi-1-penwmn-1H-mupazon-5-ni)-3-(2-drop-
4-metun-5-(8-MeTmn-2-(MeTHITHO ) - 7-0KCc0-7,8-muruaponupuao| 2,3 -d |mupuMu quH-6-11) O eHIIT)MOYECBHHY
(0,25, 0,43 mmomnb), M-XI1BK (0,081 1, 0,47 mmounb) u 2M metrinamud B TT'® (1 i) 00beIUHIMN C TOTyYCHHEM
1-(3-tpeT-0yTHi-1-pennn-1H-nupazon-5-un)-3-(2-prop-4-metun-5-(8-metun-2-(MeTHIAMHIHO )-7-0KC0-7,8-
quruaponupuao|2,3-d | nupumunuH-6-mn)ennn)ModeBuHbl B opme Oenoro teepporo Bemectsa (0,17 r, 72%
BBIXOJI).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,90 (z, J=2,0 T'i, 1H), 8,81 (c, 1H), 8,60 (c, 1H), 7,93 (x, J=8,4 I'y,
1H), 7,83-7,78 (m, 1H), 7,65 (c, 1H), 7,54-7,47 (m, 4H), 7,43-7,38 (m, 1H), 7,11 (1, J=12,0 T'u, 1H), 6,34 (c, 1H),
3,59 (c, 3H), 2,90 (&, J=4,4 T'u, 1H), 2,05 (c, 3H), 1,23 (c, 9H);

MC (ESI) m/z: 555,2 (M+H").

ITpumep 100.

Crnenys obmemy crioco0y B, coenunenne u3 npumepa B15 (0,15 1, 0,64 MMoOITb) B COEIMHEHNE U3 TIPUME-
pa A39 (0,20 T, 0,64 MMonb) 0OBeIMHSATN ¢ TIoMydeHUEeM 1-(2-pTop-4-meTri-5-(8-MeTmi-2-(MeTHIaMUHO)-7-
okco-7,8-muruaponupuao[2,3-d jmupumMuauH-6-wm)dpernn)-3-(3-(TpudTopMeTHI ) U30KCa30J1-5 -1 )MOYESBHHBI
(0,19 1, 60% BBIXON).

'H IMP (400 MTI', IMCO-d,, ocHOBHOI potomep): & 11,0 (¢, 1H), 8,82 (c, 1H), 8,60 (c, 1H), 7,81 (m,
J=8,0 I', 1H), 7,68 (c, 1H), 7,20 (c, 1H), 6,46 (c, 1H), 3,59 (ymmp.c, 3H), 2,90 (ymup.x, J=4,4 I'y, 3H), 2,09 (c,
3H);

MC (ESI) m/z: 492,3 (M+H").

IMpumep 101. Crnenyst o6memy criocody F, 1-xmop-4-uzonmanaro-2-(tpudpropmernn)odensorn (0,16 r, 0,55
MMOJIb) 1 coenuHenue u3 npumepa A39 (0,113 r, 0,51 MMoib) 00BEIUHSIIN B STHIIAIICTATE, B PE3YJIBTATE MOITY-
yanm 1-(4-xnop-3-(rpudropmernin)hennin)-3-(2-pTop-4-mMeTHin-5-(8-mMeTnin-2-(MEeTHIAMUHO )-7-0KCO-7,8-
muruaponupuno|2,3-dmupumunna-6-un)enmn)moueuny (150 mr, 55% BrIxOm).

'H SIMP (400 MI'n, IMCO-dq): 8 9,44 (c, 1H), 8,6 (c, 1H), 8,1 (n, J=2,5 I'n), 7,87 (1, J=9 T'u, 1H), 7,67
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(c, 1H), 7,59 (n, J=9,0 I'n, 1H), 7,53 (nm, J=9,0, 2,5 T'y, 1H), 7,15 (n, J=12 I'y, 1H), 3,54 (c, 3H), 2,90 (z, J=5
I'y, 3H), 2,07 (¢, 3H);

MC (ESI, m/z: 535,0, M+H").

ITpumep 102.

Cnenys obmeit mponeaype C, TROC-kap6amat u3 mpumepa B18 (0,212 1, 0,672 mmons, 1,00 5kB.) u co-
equHenne u3 npumepa A26 (0,2100 1, 0,672 mmois, 1,00 5KkB.) 00BEANHSIIN ¢ TIOTYYEHUEM CHIPOTO JKEITAEMOTO
npoaykra. IlpogykT oummann myTeM oOpameHHo-¢pa30Boii xpomaTtorpaduu 5-42% MeCN (Bec/0,1%
TDA)/H,0 (Bec/0,1% TDA), B pesynbrate gero noxyqainu coixb TOA. ITomryaennyio cons TOA obpabaTeiBanu
cMmonoit MII-kapOoHaT, B pe3ynpTaTe Yero moyrydyaid CBOOOJHOS OCHOBaHHE, a 3aTeM - 2 Bec.% MsOH/TI'® u
HOTy4ann 1-(3-TpeT-0yTHan3okcaszon-5-uin)-3-(2-prop-4-metuin-5-(1 -MeTnin-7-(MeTHIaAMHUHO) -2 -0Kco- 1,2~
quruapo-1, 6-sadTupuauH-3-wi)permn)moueBuny (60 mr, 16% BbIxon) B popme comr MsOH.

'H SIMP (400 MT', IMCO-d): 8 10,32 (c, 1H), 8,71 (1, J=2,00 T'n, 1H), 8,50 (c, 1H), J=8,8 T, 1H), 7,81
(c, 1H), 7,20 (1, J=12,4 I'y, 1H), 6,51 (c, 1H), 6,00 (c, 1H), 3,54 (c, 3H), 2,96 (ymmp.c, 3H), 2,31 (c, 3H), 2,09
(c, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 103.

Cnenys obmeit mponenype D, 3-(tper-Oytmin)-1-metmn-1H-nmupazon-5-kapbonosyto kucmory (0,111 r,
0,611 Mmmomb, 1,00 3kB.) u coenuaenue u3 npumepa A26 (0,210 1, 0,672 Mmoib, 1,10 3KkB.) 00BEAUHSIIN C TIOTY-
YeHHEeM jkelaeMoro npoaykra. CBo6ogHoe ocHOBaHHE cycrieHanpoBainy B TT'® u obpabaTeiBanm pactBopoM 2%
MsOH/TT® (1,44 1, 1,00 5KB.) ¥ TYCTYIO CYCIIEH3HIO ITIEPEMEINBAIIM B TeUSHNE HOYU TIPU KOMHATHOM TeMIiepa-
Type. TBepaple BemecTBa cooupanu puiabTpoBanueM, pombiBasid TI'® u EtOAc 1 cynmmim B BRICOKOM BakKyy-
Me, B pesyinbrare monydainu 1-(3-tper-OyTtui-1-mernn-1H-nupazon-5-mn)-3-(2-dprop-4-mertmn-5-(1-merun-7-
(MeTmIaMuHo)-2-0kco-1,2-muruapo-1,6-naprupuans-3-wn)penun)moueBuny (150 mr, 42% Boixon) B dopme
com MsOH.

'H SIMP (400 MTI'n, IMCO-dq): & 8,93 (¢, 1H), 8,79 (ymmp.c, 1H), 8,50 (c, 1H), 7,97 (x, J=8,4 '), 7,80
(c, 1H), 7,18 (1, J=12,0 I'u, 1H), 6,50 (c, 1H), 6,05 (c, 1H), 3,59 (c, 3H), 3,53 (¢, 3H), 2,96 (c, 3H), 2,30 (c, 3H),
2,07 (¢, 3H), 1,17 (c, 9H);

MC (ESI) m/z: 492,3 (M+H").

IIpumep 104.

Crnenys obmemMy criocody B, kapbamat u3 npumepa B2 (0,171 r, 0,720 MMoIb) U cCOeTMHEHUE U3 TTPUMEPa
A39 (0,150 T, 0,48 MMOIIB) 00BeaMHSIIN ¢ TIOTydeHHeM 1-(3-TpeT-OyTii-1-metwn-1H-mmupazon-5-nun)-3-(2-drop-
4-metun-5-(8-MeTmn-2-(MeTHIaMUuHO ) - 7-0Kc0-7,8-muruaponupuao| 2,3 -d |mupuMu TuH-6-111 ) €HUIT)MOYESBHHBI
(0,105 1, 44% BBIXOX) B hopMe OeoTo TBEPIOTO BEIIECTRA.

'H SIMP (400 MI't, IMCO-dg): & 3,87 (c, 1H), 8,73 (n, J=2,0 I', 1H), 8,60 (c, 1H), 7,93 (n, J=8,4 I'n,
1H), 7,80 (m, 1H), 7,66 (c, 1H), 7,14 (n, J=12,4, 1H), 6,04 (c, 1H), 3,59-3,57 (m, 6H), 2,90 (&, J=4,4 I'u, 3H),
2,06 (c, 3H), 1,16 (c, 9H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 105.

Hcnonw3yst MomuduuupoBanuslii criocod B, xapbamar n3 npumepa B19 (0,061 r, 0,27 mmons) u 6-(3-
amMuHO-4-(ropdenun)-8-uzonponmi-2-(metmitio )nupuao[2,3-d mupumunun-7(8H)-on n3 npumepa A59 (0,094
r, 0,27 MmMois) B TT'® nepememuBanu nipu 130°C B Teuenue 1 4 mox AeicTBHEM MHUKPOBOJIHOBOTO H3JTYYCHUSI.
PacTBopuTteny ynaisiuii ¥ HCOUUIIIEHHBIN OCTATOK OYHINAIU YyTEM XpOMaTOTpauu Ha CHIIMKAreie, B pe3yJbTa-
Te HOJTy4anu 1-(1-tper-0yTnn-1H-mmpazon-4-nn)-3-(2-prop-5-(8-u3onponmi-2-(MeTUITHO)-7-0KCO-7,8-
quraaponupuno|2,3-dmupumMuanH-6-ni)peHnT)MOUeBUHY B (hOpMe TpsI3HO-0€JI0TO TBEPAOTO BemecTBa (68 mr,
49% BBIXOT).

'H AMP (400 MTI', anieron-dg) : 6 8,89 (¢, 1H), 8,58 (an, J=8,0 I'u, 2,4 I'n, 1H), 8,21 (ymmp.c, 1H), 7,99
(ymmp.c, 1H), 7,96 (c, 1H), 7,89 (c, 1H), 7,39-7,35 (M, 2H), 7,17 (nn, J=11,2 T'n, 8,4 I'y, 1H), 5,94-5,89 (M, 1H),
2,65 (c, 3H), 1,66 (&, J=6,8 I'y, 6H), 1,54 (M, 9H);

MC (ESI) m/z: 507,2 (M+H").

Cnenys mpouenype, aHajmorudnodt npumepy Al, 1-(1-tper-Oytmin-1H-nupaszon-4-wmm)-3-(2-¢pTop-5-(8-
H30TPOIII-2-(METHIITHO )-7-0Kc0-7,8-muruaponupuno| 2,3-d jmupumunna-6-uwn)permwn)moueuny (0,065 T, 0,13
mMoub) U 2M MetmnamuH B TT'® (1 mi) o6benunsinu ¢ nomydenueM 1-(1-tpet-0yrnn-1H-nupazon-4-mn)-3-(2-
(drop-5-(8-uzonpomnmi-2-(MeTHIaMUHO )-7-0Kco-7,8-quruaponupuno| 2,3-d [mupumuinH-6-11) G eHUIT ) MOYCBHHBI
B popme Oenoro TBepaoro Bemectsa (39 mr, 62%).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,68 (c, 1H), 8,62 (c, 1H), 8,48 (x, J=2,0 I'u, 1H), 8,34 (n, J=7,6 Ty,
1H), 7,80 (¢, 1H), 7,79 (¢, 1H), 7,78-7,74 (M, 1H), 7,38 (¢, 1H), 7,22-7,20 (M, 2H), 5,77-5,74 (M, 1H), 2,89 (x,
J=4,4 I'y, 3H), 1,59-1,55 (M, 6H), 1,46 (m, 9H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 106.

Cnenys obmemy crioco0y D, 6-deHmnmupuMunna-4-kapOoHOBYIO KucioTy (250 mr, 1,25 MMonb) u co-
equHeHne w3 Tpumepa A3 oOvemuHsLIM ¢ monydeHweM  1-(2-¢rop-5-(8-meTmin-2-(MeTHITHO)-7-0KC0-7,8-
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quruaponupuao|2,3-dnupumunus-6-mn)ennn)-3-(6-peHnnmupuMuanH-4-nn)MoueBuasl (265 wmr, 41% BHI-
XO0J1), KOTOPYIO HCIIOIb30BAIN O€3 OUMCTKH.

'H SIMP (300 MI't, IMCO-dg): & 2,59 (c, 3H), 3,66 (c, 3H), 7,36-7,38 (M, 2H), 7,53-7,55 (M, 3H), 8,03-
8,12 (m, 4H), 8,50-8,52 (m, 1H), 8,88 (¢, 1H), 8,95 (¢, 1H), 10,2 (ymmup.c, 2H);

MC (ESI) m/z: 514,0 (M+H").

Crnenys mpouenype, anamorugnoid mnpumepy Al, 1-(2-dTop-5-(8-meTmn-2-(MeTHnTHO)-7-0KC0-7,8-
muraaponupuno|2,3-dmupumunana-6-nn)pernn)-3-(6-peHmmupuMuant-4-mwn)MmoueBuny (265 wmr, 0,516
MMoutb) u 2,00H. MetmitamuH B TT'® (3,87 M, 7,73 MMonb) o0benuHsIHN ¢ orydeHneM 1-(2-¢prop-5-(8-meTw-
2-(MeTHIIaMHHO)-7-0Kc0-7,8-muruaponupuno| 2,3 -d Jmupumuana-6-ni)pernn)-3-(6-peHmTmupuMHATAH-4 -1T)
moueBHuHEI (139 mr, 54% BBIXOX).

'H SIMP (300 MI'n, IMCO-dg): & 2,89 (m, 3H), 3,54-3,62 (M, 3H), 7,29-7,35 (M, 2H), 7,53-7,55 (m, 3H),
7,70-7,82 (m, 1H), 7,91 (c, 1H), 8,03-8,06 (M, 2H), 8,13 (c, 1H), 8,44-8,46 (c, 1H), 8,60-8,75 (m, 1H), 8,98 (c,
1H), 10,1 (ymmp.c, 1H), 10,2 (c, 1H);

MC (ESI) m/z: 497,2 (M+H").

ITpumep 107.

K pactBopy 1-(1-tper-6yTuin-1H-nmupazon-4-ni)-3-(2-prop-5-(8-metun-2-(Metmincynbhuami)-7-okco-7,8-
quruaponupuao|2,3-dnupumunus-6-mn)genun)modeBuHsl U3 npumepa 65 (0,1 r, 0,2 mmons) B IM®D (1 M)
nobasnsm N1,N1-qumermmaTan-1,2-auamun (0,054 T, 0,61 MMOIB) B pacTBOp MEpPEeMEIINBAIA B TeUeHUE 2 U
TIpY KOMHATHOH TeMIiepatype. PeakimoHHyI0 cMEeCh OUHIIIAIH ITyTeM 00paIeHHo-(a30BoOH XpoMaTorpadu, 1 B
pe3ysbTaTe moyryqanu npoaykT B Gpopme comn TOA. Tomyuennyro TakuM crocodom coib TPA (0,2 1) cycnen-
nmupoBanu B TT'® (5 mu), nobasmsun cmonry MIT-kap6onat (0,2 1), CyCHIEH3UIO BCTPSXUBAIN Ha OPOUTATHLHOM
nrelikepe B TE€YEHHE HECKOJBKUX YacoB. PacTBOp OTHENsIM KOHLIEHTPHUPOBAIHM, B pe3yibTare momydanu 1-(1-
TpeT-0yTnn- 1 H-mupazon-4-wm)-3-(5-(2-(2-(1uMeTHIaMIHO ) 3THITAMHHO )-8 -METHJI- 7-0KCO- 7,8 - TUTUAPOTIUPHUIO
[2,3-dnupumunun-6-11)-2 -G TopdheHIIT)MOUEBUHY B (hOpME THAPOXIOpUAHON conu (45 mr, 42% BBIXON).

'H SIMP (400 MT't, IMCO-d¢): & 8,70-8,69 (M, 2H), 8,49 (x, J=2,0 I'n;, 1H), 8,38-8,36 (M, 1H), 7,95-7,93
(ymmp.c, 1H), 7,87 (c, 1H), 7,75 (¢, 1H), 7,35 (c, 1H), 7,21-7,18 (M, 2H), 3,67-3,52 (M, 7H), 2,79 (c, 3H), 2,78
(c, 3H), 1,42 (c, 9H);

(ESI) m/z: 522,2 (M+H").

ITpumep 108.

Crnenys obmemy crioco0y B, coenunenue u3 mpumepa B15 (0,060 t, 0,25 MMOITb) U COCTUHEHUE U3 TIPH-
mepa A30 (0,083 1, 0,2 5 MMoub) oObenuHsIIH ¢ monydeHreM 1-(5-(1-3Tun-7-(MeTunaMuHo)-2-0kco-1,2-
muruapo- 1,6-madrupuann-3-un)-2-prop-4-metundennn)-3-(3-(tpud ropmernin)uzokcazon-5-mr)moueBunsl (0,0
60 1, 47% BBIXOT).

'H SIMP (400 MI';, IMCO-de): 8 11,0 (c, 1H), 8,80 (c, 1H), 8,39 (c, 1H), 7,80 (n, J=8, 4 ', 1H), 7,66 (c,
1H), 7,18 (m, J=12,0 I'u, 1H), 6,99 (xB, J=5,2 I'n, 2H), 6,45 (c, 1H), 6,23 (c, 1H), 4,14 (xB, J=6,8 I'u, 1H), 2,85
(m, J=4,8 T'm, 1H), 2,08 (c, 3H), 1,20 (1, J=7,2 T'w, 3H);

MC (ESI) m/z: 505,2 (M+H").

ITpumep 109.

Crnenys moguduipoBaHHOMy obmieMy criocoOy B, xap6amar u3z npumepa B19 (0,17 r, 0,76 Mmoisb), co-
ennHenue u3 npumepa Al0 (0,25 r, 0,76 Mmmois) 1 N-MEeTHIMUPPOIHINH (KaTaIMTUYECKOE KOJIMUECTBO) Tepe-
mermmBayy ipu 120°C B TI'® B Teyenne 1 4 moj [eHCTBHEM MHKPOBOJHOBOTO M3NMydeHUs. PacTBopurenu yna-
JSUTH, CBIPOM OCTaTOK OYMINANIM IyTeM Xpomarorpaduy Ha CHIIMKarelie, B pe3ynbTare mnosydanu 1-(1-tper-
Oytni-1H-mmpazon-4-nn)-3-(2-prop-4-metnn-5-(8-metmi-2-(MeTUITHO)-7-0KC0-7,8-nuruaponupuao| 2,3-d]
MUPUMUANH-6-11)QeHmT)MoueBHHY B popMme rpsizHO-Oenoro TBepaoro Bemectsa (0,192 r, 51% Beixon).

'H SIMP (400 MI't, IMCO-dg): & 8,90 (c, 1H), 8,65 (c, 1H), 8,44 (n, J=1,6 ', 1H), 8,00 (u, J=8,4 I'y,
1H), 7,87 (c, 1H), 7,77 (c, 1H), 7,36 (c, 1H), 7,14 (n, J=8,4 I'u, 1H), 3,64 (c, 3H), 2,61 (c, 3H), 2,06 (c, 3H), 1,45
(c, 9H);

(ESI) m/z: 496,3 (M+H").

Crnenys npouenype, aHamornaHon npumepy Al, 1-(1-tpet-0ytun-1H-ntupazon-4-wmm)-3-(2-dpTop-4-mMeTrii-
5-(8-meTni-2-(MeTHITHO )-7-0KC0-7,8-muruaponupuno| 2,3 -dJmupumuana-6-mn)pernn)mouesuny (0,192 r, 0,39
MMouTb) U 2M metwnamuH B TI'® (1 i, 5 9kB.) oO0beaunsin ¢ nonyderneM 1-(1-tper-Oytwi-1H-mupazon-4-
nn)-3-(2-prop-4-metni-5-(8-meTuin-2-(MeTHIaMUHO )- 7-0KC0-7,8-muruaporupuao| 2,3-d jmupuMuuH-6-
win)denun)MoueBUHBI B popMme rpsizHO-Oenoro TBepaoro Bemmectsa (0,174 1, 94% BbIxon).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,63 (c, 1H), 8,60 (c, 1H), 8,40 (x, J=1,6 T'n, 1H), 7,94 (x, J=8,8 I'y,
1H), 7,80-7,77 (m, 2H), 7,66 (c, 1H), 7,36 (c, 1H), 7,10 (x, J=8,4 T'u, 1H), 3,59-3,51 (M, 3H), 2,90 (&, J=4,4 I'L,
1H), 2,05 (c, 3H), 1,45 (c, 9H);

(ESI) m/z: 479,2 (M+H").

ITpumep 110.

Crnenys obmemy criocody B, coenunenune u3 npumepa B15 u coemunenue u3 npumepa A30 (0,083 r, 0,25
MMOJIb) 00BeaUHSIIN ¢ TTosydeHueM 1-(5-(1-3Tmi-7-(MeTrmiaMuHo)-2-0kco-1,2-aquruapo-1,6-nadTupunna-3-mum)-
2-¢rop-4-metmnenun)-3-(3-(TpupTopMeTII) H30KCa30II-5-MT)MOYeBHHEI (60 MT, 47% BBIXOT).
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'H SIMP (400 MI'n, IMCO-dg): & 11,0 (c, 1H), 8,80 (c, 1H), 8,39 (¢, 1H), 7,80 (x, J=8,4 I'n, 1H), 7,66 (c,
1H), 7,18 (x, J=12,0 I'u, 1H), 6,99 (xB, J=5,2 I'y, 1H), 6,45 (c, 1H), 6,23 (c, 1H), 4,13 (x8, J=7,2 I'y, 2H), 2,85
(n, J=4,8 T'u, 3H), 2,08 (¢, 3H), 1,20 (T, J=7,2 'y, 3H);

MC (ESI) m/z: 505,2 (M+H").

ITpumep 111.

Crnenys nporieaype, ananoruaaoi npumepy 102, coennnenue u3 npumepa A34 (1,61 t, 4,85 Mmmors) nipe-
Bpamanu B 3-(5-amuHO-4-pTOp-2-MeTrndheHnn)- 1 -3Tmi-7-(MmetunaMuno)-1,6-aadptupuaua-2(1H)-on (1,16 T,
73% BBIXOM ISl IBYX CTaIHil).

'H SIMP (400 MT'n, IMCO-dy): & 8,36 (c, 1H), 7,58 (c, 1H), 6,94-6,92 (yumup.m, 1H), 6,83 (1, J=12,0 T,
1H), 6,57 (n, J=9,6 T'u, 1H), 4,87 (ymup.c, 2H), 4,12 (x8, J=6,8 'y, 2H), 2,84 (1, J=4,8 T'u, 3H), 1,94 (c, 3H),
1,185 (1, J=7,2 T'y, 3H);

MC (ESI) m/z: 327,2 (M+H).

Crnenys obmreit mponenype C, TROC-kapbamar coemunenus B18 (0,212 r, 0,672 mmonb, 1,00 3xB.) u 3-(5-
amMuHO-4-(rop-2-MeTnndennn)- 1 -oTun-7-(merunamuHo)-1,6-nadtupunnu-2(1H)-on (0,210 r, 0,672 mmons,
1,00 »xB.) 0ObequHSUIN ¢ 00pa3oBaHUEM JKEJIAaeMOro IMpPOJYKTa, KOTOPHIM 3areM obpabateiBamn MsOH, B pe-
3ynpTare 4ero noiydanu 1-(3-tper-Oytunusokcazon-S-mn)-3-(5-(1-atun-7-(merunamMnuHo)-2-okco-1,2-quruapo-
1,6-HadyTrpuuH-3-11)-2-prop-4-meTmndenun)moueBuHy (96 mr, 24% Beixoxn) B hopMe Me3uiIaTa.

'H SIMP (400 MI'u, IMCO-de): & 10,31 (c, 1H), 8,70 (yump.c, 1H), 8,50 (c, 1H), 7,92 (n, J=8,4 ', 1H),
7,79 (c, 1H), 7,20 (m, J=11,6 I'u, 1H), 6,526 (c, 1H), 5,99 (c, 1H), 4,16 (xB, J=7,6 I'n, 2H), 2,95 (c, 3H), 2,29 (c,
3H), 2,08 (c, 3H), 1,23-1,19 (M, 12H);

MC (ESI) m/z: 493,2 (M+H).

ITpumep 112.

Cnenys obmemy criocody D, coemunenue n3 npumepa B17 (0,061 1, 0,25 MMoIb) B cOeTUHEHNE U3 TIPH-
Mmepa A39 (0,088 r, 0,28 MMob) 00BeqUHSIH B TipUCyTCcTBHM TpudTHiAamuHa (0,077 r, 0,76 MMOb) 1 TUdEHUIT-
¢docoapunazuna (0,11 r, 0,38 Mmonb), B pesynbrate nomyyanu 1-(3-tper-OyTui-1-(2-(quMeTHIaMIHO)ITHII)-
1H-impazon-5-nn)-3-(2-prop-4-metnn-5-(8-metmi-2-(MeTHIIAMHIHO)-7-0KCc0-7,8-muruaponupuio| 2,3-d juupu-
MUJIH-0-11) heHUIT)MOYEeBHHBI B (hopme Tuapoxiopuanoi cosu (70 mr, 50% BeIxon).

'H SIMP (400 MI'n, IMCO-dq): & 9,50 (c, 1H), 9,26 (c, 1H), 8,87 (¢, 1H), 8,59 (c, 1H), 7,88 (1, J=8.,4 T'm,
1H), 7,82-7,80 (M, 1H), 7,65 (¢, 1H), 7,15 (n, J=12,0 T'y, 1H), 6,11 (c, 1H), 4,31 (1, J=6,4 T'u, 2H), 3,59 (c, 3H),
3,51-3,46 (m, 2H), 2,89 (c, 3H), 2,79 (c, 3H), 2,78 (¢, 3H), 2,06 (c, 3H), 1,19 (c, 9H);

MC (ESI) m/z: 550,2 (M+H").

ITpumep 113.

Cnenys momuduimpoBaHHoMy obmemy crocody G, kapbamar S-tper-OyTminnsokcazon-3-amua (60 wr,
0,27 mmoms), coeauaenne u3 npumepa A39 (84 mr, 0,27 mmois) U N-metmnmupponuaud (2,3 mr, 0,027 MMoIIb)
o0bemunsi B TI'® (1 mu1) 1 Harpesanu 1o 60°C B TeucHHE HOYU. PeaknimOHHYIO cMech pa30aBisii alleTOHUT-
puioM, ¢rabTpoBaTu. OTOUIFTPOBAHHOE TBEPJOE BEIISCTBO MPOMBIBAIH AI[ETOHUTPIUIOM M CYIIWIN B BaKyy-
Me, B pe3yapTaTe mosrydanu 1-(5-tper-0yTtunm3okcason-3-un)-3-(2-grop-4-metun-5-(8-meTuin-2-(MeTHIaMUHO ) -
7-oxco-7,8-gurunponupuno| 2,3 -djmuprumu niH-6-1)pernn)MoueBruHy (53 mr, 41% BIXOX).

'H SIMP (400 MI'u, AMCO-d¢): & 9,78 (c, 1H), 8,74 (ymup.c, 1H), 8,60 (ymmp.c, 1H), 7,92 (n, J=8,4 I'L,
1H), 7,81 (m, 1H), 7,68 (c, 1H), 7,16 (1, J=12,3 T'n, 1H), 6,43 (¢, 1H), 3,59-3,52 (M, 3H), 2,90 (x, J=4,5 'y, 3H),
2,07 (¢, 3H), 1,25 (c, 9H);

MC (ESI) m/z: 480,2 (M+H").

ITpumep 114.

Crnenys obmemy crioco0y B, coenunenue u3 mpumepa B15 (0,065 1, 0,28 MMOITB) U COCTMHEHUE U3 TPH-
mepa A10 (0,091 r, 0,28 Mmonb) 00beauH LM ¢ TTOTydeHHEM 1-(2-¢Top-4-MeTnn-5-( 8-MeTHn-2-(MeTHATHO)-7-
okco-7,8-guruaponupuno| 2,3-d Jmupumuaus-6-ui)pernn)-3-(3-(TpudTopMeTHIN) H30KCa3051-5 - M) MOUEBHHBI
(0,090 t, 64% BBIXON).

MC (ESI) m/z: 509,0 (M+H").

Cnenys mporenype, aHaiormdnor npumepy Al, 1-(2-drop-4-metmi-5- (8-mMeTnin-2-(METHUITHO)-7-0KCO-
7,8-murunponupuno[2,3-d jnupumuana-6-mn) permn)-3-(3-(Tpud ropmeTrin)n3okcazon-S-mn)moueuny (0,090 T,
0,18 mmoms) o6pabateBanu M-XIIBK (70 Bec.%, 0,052 r, 0,21 Mmmonb), a 3atemM N,N-IUMETHII THIICHIHAMHHOM
(0,039 1, 0,44 mmonb), B pesynbTare mosydanu 1-(5-(2-(2-(auMeTnaaMuHO )3 THIAMUHO )-8-MeTHII-7-0KC0-7,8-
quruaponupuao|2,3-dnupumMunuH-6-mn)-2-prop-4-metrndenun)-3-(3-(Tpud TopMeTHI) N30KCA30I1-5-HIT) MO e-
BuHbI (0,071 T, 73% BBIXON).

'H SIMP (400 MI', IMCO-ds, ocHoBHOI potomep): & 8,69 (ymmp.c, 1H), 8,60 (yump.c, 1H), 7,83 (x,
J=8,4 'y, 1H), 7,76 (m, 1H), 7,67 (¢, 1H), 7,17 (1, J=12,4 T'u, 1H), 6,41 (c, 1H), 5,74 (¢, 1H), 3,58 (ymmp.c, 3H),
3,48 (xB, J=6,4 ', 2H), 2,53 (M, 2H), 2,24 (¢, 6H), 2,08 (c, 3H);

MC (ESI) m/z: 523,2 (M+H").

ITpumep 115.

Crnenys npouenype, aHamornaHon npumepy Al, 1-(1-tper-0ytmn-1H-ntupazon-4-wmm)-3-(2-dpTop-4-mMeTrii-
5-(8-metnn-2-(MetuncynbGuHmI)- 1 -0kco-1,8-muruaponupuao| 2,3 -d JmupuMu uH-6-11) h HUIT )MOTEBHHBI u3
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npumepa 109 (0,081 r, 0,16 mmous) 1 (R)-1-penmmrunamun (0,058 r, 0,48 Mmmois) 00beauusu B TT'O (1 M),
B pesynbrare nomydanu (R)-1-(1-tper-Oyrtun-1H-nupaszon-4-un)-3-(2-¢pTop-4-metri-5-(8-merun-7-oxco-2-(1-
(e THIAMIHO)-7,8-muruaponupuao| 2,3 -d [mupuMunnH-6-1m1)QeHnT)MOYeBHHBL B opMe OEJIoro TBEPIOTO
BemectBa (0,048 r, 53% BBIXOT).

'H SIMP (400 MI'n, IMCO-de): & 8,62 (c, 1H), 8,60 (c, 1H), 8,48 (1, J=7,2 T, 1H), 8,39 (ymmp.c, 1H),
7,90 (m, J=8, 0 I'n, 1H), 7,76 (¢, 1H), 7,62 (c, 1H), 7,43-7,35 (m, 3H), 7,31-7,27 (m, 2H), 7,18 (1, J=7, 2 ', 1H),
7,08 (m, J=12,3 I'n, 1H), 5,12 (1, J=7,2 I'ny, 1H), 3,54-3,46 (M, 3H), 2,01 (c, 3H), 1,44 (c, 9H);

(ESI) m/z: 569,3 (M+H").

ITpumep 116.

K pactBopy 1-(1-tper-Oytmi-1H-nmupazon-4-mm)-3-(2-¢prop-4-metun-5-(8-mMmeTnin-2-(MeTUIACYIbGUHIIT)-7 -
0kco0-7,8-murunponupuio|2,3-d Jmupumuaua-6-mi)dernn)ModeBuHbl U3 mpumepa 109 (0,075 r, 0,15 mmons) B
Tr'® (1 m) nobapmnsiy, NI—L[I/IMGTI/IJ'DTaH-l,2-L[I/IaMI/IH (0,04 T, 0,44 MMOITB) M TIEPEMEUINBANIN B TCUCHHE 4 U
P KOMHATHOU Temriepatype. PacTBoputenp ymaisid B BaKyyMe, CBIPOW MPOIYKT OYHIIAIH ITyTEM XPOMATO-
rpadun  Ha cwiaukarene, B pe3ynprare nonydamd  1-(1-tper-Oyrtui-1H-nmupazon-4-ui)-3-(5-(2-(2-
(ITMMeTHIaMIHO )3 THIIAMUHO )-8-MeTHII-7-0KC0-7,8-auruaponupuio| 2,3-d JnupumMuus-6-1mi)-2-gprop-4-meTn-
(henmm)MoueBuHy B opme ruapoxiopuntoit comu (0,058, 74% Bexon).

'H SIMP (400 MI'ti, IMCO-dg): 8 9,61 (ymmp.c, 1H), 8,67-8,64 (v, 2H), 8,42 (c, 1H), 7,95-7,88 (M, 2H),
7,71 (c, 1H), 7,68 (c, 1H), 7,32 (¢, 1H), 7,07 (m, J=12,4 I'u, 1H), 3,68-3,65 (M, 2H), 3,57 (c, 3H), 3,28-3,26 (M,
2H), 2,79 (c, 3H), 2,78 (c, 3H), 2,00 (c, 3H), 1,40 (c, 9H);

MC (ESI) m/z: 536,2 (M+H").

ITpumep 117.

Crnenys obmemMy criocody B, kapbamat S-tper-Oytunmzokcazon-3-amut (0,10 r, 0,45 MMOJIb) B COETMHEH-
ne u3 npumepa Al2 (0,13 r, 0,45 Mmmonb) oObeauHATN ¢ onydeHueM |-(5-Tper-OyTunm3okca3on-3-mim)-3-(2-
¢brop-5-(8-meTrn-2-(MeTHIAMHUHO)-7-0KC0-7,8-muruaponupuno| 2,3-d jmupumMuanH-6-11) peHnn)MoueBUHEL (36
mr, 17% BBIXOM).

'H IMP (400 MI';, IMCO-dg, ocHoBHOM potomep): 6 9,84 (¢, 1H), 8,81 (ymmp.c, 1H), 8,65 (¢, 1H), 8,40
(m, J=8,0 T'n, 1H), 7,88 (c, 1H), 7,2-7,4 (M, 2H), 6,49 (c, 1H), 3,61 (ymup.c, 3H), 2,90 (ymrup.x, J=4,8 I'n, 3H);

MC (ESI) m/z: 466,2 (M+H").

ITpumep 118.
Crenys npouenype, ananoruuHoit npumepy Al, 1-(1-tper-Oytmin-1H-nupazon-4-un)-3-(2-prop-4-meru-
5-(8-meTnin-2-(MeTHICynbQUHIII)-7-0KCO-7,8-muruaporupuao[ 2,3 -d |mupuMuguH-6-11) e HUIT)MOICBHHY u3

npumepa 109 (0,075 1, 0,15 mmous) u (S)-1-permmranamud (0,053 T, 0,44 mmoins) o6beauasa B TT'® (1 M),
B pesynprate nomydanu (S)-1-(1-tper-OyTwi-1H-mupaszon-4-wm)-3-(2-dprop-4-metnn-5-(8-metnn-7-okco-2-(1-
(beHmmTHIAMIHO)-7,8-muruaponupuao| 2,3 -d [mupuMunnH-6-m1)GeHnT)MOYeBHHY B (GopMe OEJIoro TBEpIOTO
BemecTna (0,048 r, 58% BrIXOT).

'H SIMP (403 MI'u, IMCO-dg) & 8,62 (c, 1H), 8,60 (c, 1H), 8,48 (1, J=8, 0 I'n, 1H), 8,39 (ymmp.c, 1H),
7,90 (m, J=8, 4 I'u, 1H), 7,76 (¢, 1H), 7,62 (c, 1H), 7,44-7,35 (m, 3H), 7,31-7,27 (m, 2H), 7,18 (T, J=7,2 T';, 1H),
7,09 (m, J=12,4 I'n, 1H), 5,12 (1, J=6,8 I'y, 1H), 3,55-3,46 (M, 3H), 2,01 (c, 3H), 1,44 (c, 9H);

(ESI) m/z: 569,3 (M+H").

ITpumep 119.

Crenys obmemy criocody C, S-(tpudpTopmermn)nupuaus-3-amus (250 mr, 1,54 MMoJIB) U cOeiMHEHUE U3
npumepa Al2 (295 wmr, 0,984 mMMonb) ob6vemuHsM ¢ nomyderueMm 1-(2-drop-5-(8-meTmn-2-(MeTHIaMuHO)-7-
okco-7,8-guruaponupuno| 2,3-d Jrupumuaun-6-ui)dpernn)-3-(5-(tpudropmeTHn) IUpUANH-3-T)MO4YeBUHBL (15
MT, 2,3% BBIXOJ).

'H SIMP (300 MI'n, IMCO-de): & 2,89 (c, 3H), 3,54-3,61 (v, 3H), 7,26-7,32 (m, 2H), 7,73-7,85 (M, 1H),
7,89 (c, 1H), 8,33-8,35 (M, 1H), 8,46 (c, 1H), 8,56 (¢, 1H), 8,65 (c, 1H), 8,71 (¢, 1H), 8,91 (¢, 1H), 9,71 (c, 1H);

(ESI) m/z: 488,3 (M+H").

ITpumep 120.

Crnenys mponenype, aHanorudHoi npumepy 57, 1-(3-tper-OyTrnnzokcazon-5-mm)-3-(2-¢prop-5-(8-meTwmi-
2-(meTmicynbpuHmIN )-7-0kc0-7,8-murunponupuno|2,3-d | mupuMuanH-6-un)PeHmT)MOUeBUHY U3 mpumepa 43
(0,150 1, 0,311 mmoums, 1,00 3kB.) u L-(-)-a-metrnoensmwiamus (0,0846 M, 0,656 mmons, 3,00 5kB.) 00beIUHS-
mu ¢ nomydenuem (S)-1-(3-Ttper-OyTunmsokcazon-5-um)-3-(2-prop-5-(8-meTnin-7-okco-2-(1-heHUII THIAMHIHO )-
7,8-muruaponupuno|2,3-dmupumunuH-6-un)penmwn)ModeBuHbl (36 Mr, 30% BbIX0a) B popMe OEI0r0 TBEPIOTO
BEILIECTBA.

'H SIMP (400 MT't;, IMCO-de): & 10,34 (c, 1H), 8,73 (ymmp.c, 1H), 8,65 (yump.c, 1H), 8,51 (1, J=7,6 T,
1H), 8,37 (n, J=7,6 I'y, 1H), 7,85 (c, 1H), 7,44-7,38 (m, 2H), 7,31-7,25 (M, 4H), 7,20-7,16 (M, 1H), 6,06 (c, 1H),
5,46-5,09 (m, 1H), 3,48 (c, 3H), 1,48 (n, J=7,2 I', 3H), 1,23 (c, 9H);

MC (ESI) m/z: 556,3 (M+H").

ITpumep 121.

Crenys npornenype, aHanorudHoi npumepy 57, 1-(3-tper-OyTrnnzokcazon-5-mm)-3-(2-¢prop-5-(8-meTwmi-
2-(meTmicynbpuHmN )-7-0kCc0-7,8-murunponupuno|2,3-d mupuMuanH-6-un)QeHmT)MOUeBUHy U3 mpumepa 43
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(0,150 1, 0,311 mmous, 1,00 2kB.) u (R)-(+)-o-metunden3mtamus (0,0846 M, 0,656 mmons, 3,00 2kxB.) 0Obean-
Hwsum ¢ noixydeHueM  (R)-1-(3-tper-Oytminmzokcazon-5-mn)-3-(2-drop-5-(8-meTuin-7-okco-2-(1-penuma -
amuHO)-7,8-guruaponupuno| 2,3-d jnupumunus-6-wn)pernn)modeBunsl (51 mr, 42% Beixon) B dopme Genoro
TBEPAOTO BEIECTBA.

'H SIMP (400 MTI't, IMCO-de): & 10,34 (c, 1H), 8,73 (ymmp.c, 1H), 8,65 (yump.c, 1H), 8,51 (z, J=7,6 T,
1H), 8,37 (m, J=7,6 T'n, 1H), 7,85 (c, 1H), 7,447,38 (M, 2H), 7,31-7,25 (M, 4H), 7,20-7,16 (M, 1H), 6,06 (c, 1H),
5,36-5,09 (m, 1H), 3,48 (¢, 3H), 1,48 (1, J=7,2 'y, 3H), 1,23 (c, 9H);

MC (ESI) m/z: 556,3 (M+H").

ITpumep 122.

Crnenys obmeit mpoueaype G, kapdbamar B31 (212 wmr, 0,81 mmons) 1 coequaenne u3 npumepa A10 (260
Mmr, 0,79 mmonb) oOveawHsAIM ¢ moxydeHueM |-(3-mmkioneHTni- 1 -metui- 1 H-mupazon-5-mm)-3-(2-dprop-4-
MeTmI-5-(8-MeTui-2-(MeTHIITHO)- 7-0Kc0-7,8-nuruaponupu o[ 2,3-d Jnrupumuann-6-nin)penn)mMoueBuHbl - (285
Mr, 68% BBIXOJ).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,90 (c, 1H), 8,89 (c, 1H), 8,76 (x, J=2,2 T'n, 1H), 7,97 (n, J=8,4 T'y,
1H), 7,88 (c, 1H), 7,18 (1, J=12,4 I'u, 1H), 5,98 (c, 1H), 3,64 (c, 3H), 3,57 (c, 3H), 2,83 (m, 1H), 2,61 (c, 3H),
2,07 (¢, 3H), 1,90-1,80 (M, 2H), 1,66-1,46 (M, 6H);

MC (ESI) m/z: 522,2 (M+H").

Crnenyst mpouenype, aHajgornunod npumepy Al, 1-(3-umknonentui-1-mernn-1H-nmupazon-5-mn)-3-(2-
(drop-4-meTrin-5-(8-mMeTni-2-(METUITHO )-7-0KCcO-7,8-muruaporupuao| 2,3-d JmupuMu auH-6-111 ) e HIIT ) MOYEBH -
Hy (283 wr, 0,54 mmons) u Metnamud B TT® (2,0M, 1,0 mi, 2,0 MMob) oObenUHUIA ¢ TOMydeHHeM 1-(3-
MUKIIOTIeHTHI- | -MeThi- | H-mupazon-5-min)-3-(2-dprop-4-meTi-5-(8-mMeTuin-2-(MEeTHIIaMHUHO )-7-0Kc0-7,8-
muruaponupuno|2,3-dnupumunna-6-un)denmn)modeBuHb! (34 mr, 46%).

'H SIMP (400 MI'n, IMCO-dg): & 8,87 (c, 1H), 8,71 (1, J=2,0 T'u, 1H), 8,60 (ymmp.c, 1H) . 7,92 (n, J=8.4
I'm, 1H), 7,81 (m, 1H), 7,66 (c, 1H), 7,14 (n, J=12,8 T'u, 1H), 5,98 (c, 1H), 3,59 (ymmp.c, 3H), 3,57 (c, 3H), 2,91-
2,85 (M, 4H), 2,06 (c, 3H), 1,86 (M, 2H), 1,64-1,50 (M, 6H);

MC (ESI) m/z: 505,2 (M+H").

ITpumep 123.

Crnenys obmemy crioco0y B, xapbamar 5-tper-0ytunuzokcazon-3-amus (0,15 r, 0,67 MMob) U coeuHe-
wue u3 npumepa A3 (0,21 r, 0,67 MMoOIb) OOBEAMHSIH C TONydeHHEM 1-(5-TpeT-OyTrmimn3okca3zon-3-m)-3-(2-
¢dbrop-5-(8-meTrn-2-(MeTHNTHO)-7-0KC0-7,8-nuruaponupuno| 2,3-d jmupumuaua-6-mn)dpernwn)moueBunsbl (0,15 T,
46% BBIXON).

MC (ESI) m/z: 483,2 (M+H").

Crnenys mpoueaype, anamorudaoi npumepy Al, 1-(5-tper-Oyrrnuzokcaszon-3-wmn)-3-(2-¢prop-5-(8-meTwi-
2-(MeTHIITHO)-7-0KCc0-7,8-quruaponupuo| 2,3 -d mupumunna-6-wn)pennn)modeBuny (0,15 r, 0,31 mmomns) 00-
pabareBamm M-XIIBK (70 Bec.%, 0,092 r, 0,37 mMoib), a 3ateM N,N-gumetmmTrnesaunamuaom (0,070 T, 0,78
MMOJIb), B pe3ysibTate monydain 1-(5-tper-OyTunmm3okcason-3-ui)-3-(5-(2-(2-(auMeTniaMuHO )3 THIIAMUHO )-8-
MeTHI-7-0Kco-7,8-quruaponupuno| 2,3-d | mupumunua-6-mi)-2-proppernit)mouesuny (0,15 r, 92% Brxox).

'H SIMP (400 MI't, JIMCO-dg, ocHoBHO# portomep): & 9,88 (ymmp.c, 1H), 8,85 (ymmup.c, 1H), 8,65 (c,
1H), 8,43 (an, J=2,4, 8,0 I'u, 1H), 7,88 (¢, 1H), 7,76 (m, 1H), 7,2-7,4 (M, 2H), 6,49 (c, 1H), 3,59 (ymmup.c, 3H),
3,46 (m, 4H), 2,19 (c, 6H), 1,27 (c, 9H);

MC (ESI) m/z: 523,2 (M+H").

ITpumep 124.
Crenys npouenype, anaioruynoit npumepy 136, 1-(1-tper-6yrunn-1H-nupazon-4-un)-3-(2-prop-4-meru-
5-(8-metmi-2-(MeTuncynbGuHI)-7-0kco-7,8-muruaponupuao| 2,3-d JnupumMuanH-6-1m1) e HUIT) MOYEBUHY u3

npumepa 109 (0,071 1, 0,14 mmounp) u (2,2-mumeTii-1,3-nmuokconan-4-mwn)metwiamus (0,055 r, 0,42 MMoIb)
obovequasiit B TI'® (1 ™), B pesymprate mnomydanu 1-(1-tper-0ytun-1H-nupaszon-4-wmm)-3-(5-(2-(2,3-
JUTHIPOKCHUITPOTTHIIAMHUHO )-8 -MEeTHII-7-0KC0-7,8-quruaponupuo| 2,3 -d [mupumuauH-6-mr) 2-prop-4-mMeTr-
(enmm)MoueBnHy B popme Gemoro TBepaoro BemecTsa (0,047 T, 63% BBIXOx; 2 cTaaAnm).

'H SIMP (400 MI'ty, IMCO-dq): & 8,76 (c, 1H), 8,63 (c, 1H), 8,48 (c, 1H), 7,96 (n, J=8,4 I'n, 1H), 7,79 (c,
1H), 7,68 (c, 1H), 7,54 (ymmp.c, 1H), 7,33 (c, 1H), 7,42 (1, J=12,4 I'n, 1H), 4,82 (ymmup.c, 1H), 4,60 (t, J=6,8
I'u, 1H), 3,78-3,74 (M, 1H), 3,59-3,52 (M, 5H), 2,01 (c, 3H), 1,44 (c, 9H);

(ESI) m/z: 539,2 (M+H").

ITpumep 125.

Crnenys obmemy crioco0y B, coenunenne u3 mpumepa B15 (0,070 r, 0,30 MMOITB) U COCTMHEHUE U3 TIPH-
mepa A26 (0,093 1, 0,30 mmonb) o0beanHsIN ¢ modydeHueM 1-(2-drop-4-metnn-5-(1-meTn-7-(MeTHIAMHUHO)-
2-okco-1,2-guruapo-1,6-sadTupuaun-3-ui)dpernn)-3-(3-(TpudTopMeTrHIN)H30KCa30-5-mI)MoueBuHBl (80 M,
55% BBIXOM).

'H SIMP (400 MI'ty, IMCO-dg): 8 11,0 (c, 1H), 8,83 (c, 1H), 8,41 (c, 1H), 7,83 (n, J=8,4 I'n, 1H), 7,69 (c,
1H), 7,21 (1, J=12,0 T'u, 1H), 7,06 (xB, J=4,8 'y, 1H), 6,48 (c, 1H), 6,19 (c, 1H), 3,52 (c, 3H), 2,87 (1, J=4,4 'Ly,
3H), 2,11 (c, 3H);

MC (ESI) m/z: 491,2 (M+H").
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ITpumep 126.

Crnenys obmemy crioco0y B, coenunenne u3 nmpumepa B15 0,0378 r, 0,160 MMoJIb) U COSIMHEHUE 3 TIPH-
Mmepa A7 (0,0455 1, 0,123 mmoib) 00benuHsH ¢ TosrydeHneM 1-(5-(7-(2-(auMeTnnaMiuHO )3 THIIaMUHO )- 1 -MeTHIT-
2-0kco-1,2-guruapo-1,6-aadtupunun-3-nin)-2-prop-4-metunderun)-3-(3-(Tpud TopMeTHIT ) U30KCa3071-5-
nm)mouesuHs! (0,018 1, 27% BBIX0A) B opme Oenoro TBepAoro BemecTa. [lomydeHHyI0 MOYEBHHY peBparia-
T B COOTBETCTBYIOMUH Me3uiat myteM peakiuu ¢ MsOH (1,0 2kB.).

'H SIMP (400 MI'u, IMCO-dq): & 10,9 (c, 1H), 9,31 (m, 1H), 8,131 (c, 1H), 8,41 (c, 1H), 7,77 (n, J=8.,4
I'u, 1H), 7,70 (c, 1H), 7,29 (M, 1H), 7,16 (a, J=12,0 T'n, 1H), 6,39 (c, 1H), 6,31 (c, 1H), 3,65 (kB, J=5,2 I'y, 2H),
3,47 (c, 3H), 3,23 (m, 2H), 2,79 (1, J=2,0 T'n, 6H), 2,24 (c, 3H), 2,04 (c, 3H);

MC (ESI) m/z: 548,3 (M+H").

ITpumep 127.

Crnenys obmemy criocody B, kapbamar B2 (0,0463 1, 0,195 MmMmons) u coequneHue u3 npumepa A6 (0,0482
r, 0,130 mmonb) oOwvemuusnn c¢ nomydeHueMm 1-(3-tper-OyTmi-1-meri-1H-nupazon-5-ni)-3-(5-(2-(2-
(ITMMeTHIaMIHO )3 THIIAMUHO )-8-MeTHII-7-0Kc0-7,8-muruaponupuio| 2,3-d JnupumMuua-6-1mi)-2-prop-4-meTnn-
¢enmm)moueBunsl (0,046 T, 64% BbIXOM) B (hopMe O€I0ro TBEpIOro BeriecTBa. [loydeHHYI0 MOYEBHHY Ipe-
BpaIraigu B cooTBeTcTBYIoNy0 coib HCI mytem peakmum ¢ HCI (4,0M HCI B arokcane, 1,0 3kB.).

'H SIMP (400 MI'n, IMCO-dg): 8 9,78 (c, 1H), 9,61 (c, 1H), 9,16 (c, 1H), 8,89 (c, 1H), 8,68 (c, 1H), 8,02
(c, 1H), 7,94 (m, J=8,0 I'n, 1H), 7,73 (¢, 1H), 7,16 (&, J=12,4 T'u, 1H), 6,06 (m, 1H), 3,97 (M, 3H), 3,54 (M, 3H),
3,32 (m, 2H), 2,82 (m, J=4,4 T'u, 6H), 2,06 (c, 3H), 1,17 (c, 9H);

MC (ESI) m/z: 550,2 (M+H").

ITpumep 128.

Cnenys obmemy criocody A, TROC-kapbamar u3 npumepa B18 (208 mr, 0,658 MMoib) U coeiMHEHNE U3
npumepa A40 (120 mr, 0,470 MMoib) 00beTUHSUTN C TTONTydeHueM |-(3-TpeT-OyTrnmu3okca3ont-5-ui)-3-(2-drop-
5-(2-okco-1,2-nuruapo-1,6-sadTrpuaun-3-wr)dennmn)modeBuss! (35 mr, 18% BoIxox).

'H SIMP (300 MI'n, IMCO-dg): & 1,22 (c, 9H), 6,07 (c, 1H), 7,20-7,22 (m, 1H), 7,31-7,35 (M, 1H), 7,42-
7,45 (m, 1H), 8,15 (c, 1H), 8,43-8,46 (M, 2H), 8,80 (ymmp.c, 1H), 8,91 (ymup.c, 1H), 10,3 (ymmp.c, 1H), 12,2
(ymmp.c, 1H);

MC (ESI) m/z: 422,2 (M+H").

ITpumep 129.

Crnenys oodmemy crmocody A, TROC-kap6amat u3 npumepa B18 (0,256 r, 0,81 MMOJIB) ¥ COCTUHEHUE U3
npumepa A6 (0,300 r, 0,81 mMmoip) oObenuHsIIM ¢ TosTydeHueM 1-(3-tper-OyTmimm3okca3on-S5-um)-3-(5-(2-(2-
(IMMEeTHUIIAMITHO )3 THIIAMHUHO )-8-MeTHII-7-0KC0-7,8-muruaponupuo| 2,3 -d [mupuMuinH-6-11)-2-h Top-4-MeTHII-
(heHIIT)MOYEBHHEBI, KOTOPYIO IIpeBpammaiy B me3miat (27 mr, 6% BBIXO).

'H SIMP (4 00 MI'ti, IMCO-dq): & 10,36 (c, 1H), 9,62 (ymmp.c, 1H), 8,74 (c, 1H), 8,64 (c, 1H), 7,97
(ymmp.c, 1H), 7,85 (m, J=9 I'm), 7,70 (c, 1H), 7,34 (n, J=12 T'n, 1H), 5,94 (c, 1H), 3,68 (ymmup.c, 2H), 3,28
(ymmp.c, 2H), 2,90 (ymmup.c, 6H), 2,23 (¢, 3H), 2,03 (¢, 3H), 1,16 (¢, 9H);

MC (ESI, m/z: 537,3, M+H").

ITpumep 130.

Crnenys obmemy crioco0y B, kapoamat 5-tper-OyTrnusokcaszon-3-amus (0,029 r, 0,130 MMons) u coenu-
Henne w3 npumepa A6 (0,032 r, 0,086 MMonb) 0OBeAMHIM C TIOTy4YeHUEM |-(5-TpeT-0yTHnn3okca3on-3-mi)-3-
(5-(2-(2-(IuMeTHIAMHHO )3 THIIAMHHO )-8 -METHII- 7 -0KCO- 7, 8- muruaponupuno| 2,3 -d JmupumuuH-6-ni)-2-pTop-4-
metmipenmwn)MoueBunsl (0,011 r, 24% Beixon) B GopMme Gesoro TBEpAOro BemecTsa. [1oMydeHHYI0 MOUCBHHY
IpeBpalald B COOTBETCTBYIOMIMI Me3uaat myteM peakiuu ¢ MsOH (1,0 skB.).

'H SIMP (400 MI';, IMCO-de): 8 9,80 (c, 1H), 9,34 (m, 1H), 8,77 (c, 1H), 8,69 (c, 1H), 7,99 (M, 1H), 7,92
(m, J=8,0 I'n, 1H), 7,74 (c, 1H), 7,18 (#, J=12,0 I'u, 1H), 6,42 (c, 1H), 3,70 (xB, J=6,0 I'u, 2H), 3,61 (M, 2H), 2,84
(c, 6H), 2,31 (c, 3H), 2,07 (c, 3H), 1,33 (c, 3H), 1,25 (c, 9H);

MC (ESI) m/z: 537,3 (M+H").

ITpumep 131.

PactBop  1-(3-muxnonenTmi-1-metni- 1 H-mupazon-5-wun)-3-(2-gpTop-4-meTrin-5-(8-MeTri-2-(MeTHIICYJTb-
¢unm)-7-0KC0-7,8-gUruaponupuno| 2,3-d |mupuMuauH-6-11)heHnT)MoueBiHB U3 mpuMmepa 122 (80 wmr, 0,15
mmoinb) B TI'® (1 mur) obpabateiBamu N,N-aumetmmatmienanamuaom (0,080 mi, 0,74 mMons). Peakimonnyro
CMech IepeMemBaiy | 4 mpu KOMHATHOH TemriepaType, pa3basmsuin EtOAc (15 mut) n mpombiBai 2M BOJHBIH
Na,CO3 (2x10 mur), Bogo#t (10 mur) m coneBbiM pactBopoM (10 ). Oprammueckue ¢aszbl cymmnn (Na,SOy),
KOHIICHTPUPOBAJIM B BaKyyMe U XpomaTorpadupoBain Ha oOpamieHHO-(pa30BOM CHIIMKAaresie, B pe3yiabTaTe Ho-
JIy4danu 1-(3-umknonentmi- 1 -merun-1 H-nupazon-5-ui)-3-(5-(2-(2-(1uMe THIAMHHO ) STHIIAMHHO )-8 -METHII- 7 -
okco-7,8-puruaponupuno| 2,3-d Jnupumunun-6-nn)-2-grop-4-mermnpenmn)moueBuny (33 mr, 39% BrIxon).

'H SIMP (400 MI'u, IMCO-dy): & 8,87 (c, 1H), 8,72 (1, J=2,0 I', 1H), 8,65 u 8,60 (ymmp.c, 1H), 7,91 (x,
J=8,6 I'y, 1H), 7,75 u 7,59 (m, 1H), 7,66 (c, 1H), 7,14 (n, J=8,4 I'n, 1H), 5,98 (c, 1H), 3,59-3,43 (M, 8H), 2,86
(M, 1H), 2,21 (ymmp.c, 6H), 2,49 (M, 2H, nomexu ot pactBoputens), 2,06 (¢, 3H), 1,87 (m, 2H), 1,66-1,48 (M,
6H);

MC (ESI) m/z: 562,3 (M+H").
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ITpumep 132.

Crnenys obmemy crioco0y F, 1-m3ormanaro-3-(tpudropmermn)oenson (0,120 r, 0,648 MMomb) u coeauHe-
Hue u3 npumepa A6 (0,240 r, 0,648 MMOb) OOBEIVHAIN B dTWIIANIETaTe, B pe3ynbrate mosydamu 1-(5-(2-(2-
(IMMEeTHUIIaMITHO )3 THIIAMUHO )-8-MeTHII-7-0KC0-7,8-quruaponupuo| 2,3 -d [mupuMuinH-6-11)-2-h Top-4-MeTHII-
tenmn)-3-(3-(tpudropmeriun)permn)moueBuny (106 mr, 28% BBIXOX).

'H SIMP (400 MI', IMCO-de): & 9,34 (c, 1H), 8,65 (M, 1H), 8,65 (M, 1H), 8,59 (m, 1H) ), 8,02 (c, 1H),
7,91 (n, J=9 I'm, 1H), 7,74 (M, 1H), 7,67 (c, 1H), 7,49 (M, 4H), 7,29 (7, J=6,5 I'u, 1H), 7,15 (1, J=12 I'n, 1H);
3,45-3,6 (m, 4H), 2,18 (c, 6H), 2,07 (c, 3H), 1,97 (c, 3H);

MC (ESI, m/z: 558,3, M+H").

ITpumep 133.

Crnenyss obmemy cnocody E, 1-(1-tper-Oyrmin-1H-nmpazon-4-un)-3-(2-dprop-4-mernin-5-(8-metnn-2-
(MeTmncynbhuHMI)-7-0KCc0-7,8-auruaponupuno| 2,3-d jnupumuaus-6-un)penmn)MoueBuHy u3 npumepa 109
(0,081 1, 0,16 MMomb) 1 iponan-2-amuH (0,029 r, 0,49 mmoins) o6benuasim B TT'® (1 M), B pe3yibraTe moiy-
yamu  1-(1-tper-Oytmi-1H-nmupazon-4-mm)-3-(2-¢prop-5-(2-(M30nponuniaMmuHo )-8-MeTHII- 7-0KCO-7,8- TUT U P OTIH -
puno[2,3-d]mupumuaus-6-ui)-4-MeTundenun)MoueBuHy B Gopme Oenoro tBeproro Bemectsa (0,042 1, 50%
BBIXOJ).

'H SIMP (400 MI', IMCO-dq): & 8,63 (c, 1H), 8,60 (c, 1H), 8,40 (m, J=2,0 I'n, 1H), 7,93 (n, J=8, 4 T,
1H), 7,77 (¢, 1H), 7,64 (c, 1H), 7,36 (c, 1H), 7,10 (1, J=12,4 I'n, 1H), 4,16-4,13 (m, 1H), 3,56-3,54 (M, 3H), 2,05
(c, 3H), 1,45 (c, 9H), 1,20 (m, J=6,0 ', 6H);

(ESI) m/z: 507,2 (M+H").

ITpumep 134.

Crnenys obmemMy crioco0y B, kapbamat S-tpet-0ytunuzokcason-3-amut (0,050 r, 0,22 MMOJIB) U cOeTMHE-
Hue u3 npumepa A26 (0,070 r, 0,22 Mmois) 00BeAMHSIHN ¢ TTOTydeHHeM | -(5-TpeT-OyTrin3okca3on-3-mm)-3-(2-
¢drop-4-metuin-5-(1-meTnin-7-(MeTHIaMUHO)-2-0Kco- 1,2-murnapo-1,6-nap TupuanH-3-mr) peHu)MOUeBHHBL (66
Mr, 62% BBIXOJ).

'H SIMP (400 MT';, IMCO-de): 8 9,78 (c, 1H), 8,73 (c, 1H), 8,38 (c, 1H), 7,91 (x, J=8, 4 ', 1H), 7,66 (c,
1H), 7,14 (1, J=12,0 T'u, 1H), 7,03 (xB, J=4,8 'y, 1H), 6,43 (c, 1H), 6,17 (c, 1H), 3,50 (c, 3H), 2,85 (1, J=4,4 'Ly,
3H), 2,07 (c, 3H), 1,28 (c, 9H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 135.

Crnienys mporieaype, aHaIoTHaHoU npuMepy 93, coenuuenune u3 npumepa B12 (0,119 1) u coenuaenune u3
npumepa Al2 (0,086 T, 0,289 MMob) 00BEIUHATN ¢ TIOMydeHUueM 1-(2-GpTop-5-(8-MeTwn-2-(MeTriIaMuHO)-7-
okco-7,8-muruaponupuao|2,3-dmupumMuaua-6-wmn)pern)-3-(3-(1-ruapokcu-2-MeTHIponan-2-mi)- 1 -MeTHII-

1 H-tmpa3zon-5-um)moueBunsl (0,043 T, 32% BbIxom) B (hopMe CBETIIO-KENITOTO TBEPAOTO BEIIECTBA.

'H AMP (400 MT'n, IMCO-dy): & 8,57 (c, 1H), 8,29 (mn, J=7.6, 2,0 T'n, 1H), 7,85 (c, 1H), 7,40-7,35 (M,
1H), 7,18 (an, J=10,4, 8,4 T'n, 1H), 6,17 (c, 1H), 3,75-3,68 (M, 6H), 3,53 (¢, 2H), 3,03 (c, 3H), 1,25 (c, 6H);

MC (ESI) m/z: 495,2 (M+H").

ITpumep 136.

K pactBopy 1-(1-tper-0yTuin-1H-nupazon-4-nin)-3-(2-prop-5-(8-metun-2-(Metmncynbhuami)-7-okco-7,8-
quruaponupuno|2,3-dmupumunus-6-mn)genun)modeBuHy u3 npumepa 65 (0,082 r, 0,16 mmons) B TT'D (1 mi)
nob6asismn 2,2-nmuMetiin-1,3-nquokconan-4-un)metmwiamua (0,065 T, 0,48 mmous). Ilocne mepememmBaHus B
Teuenne 20 4 Mpu KOMHATHOW TEMIIEpaType PacTBOPUTENb YAAJSIN, CHIPOH OCTATOK OYHIAIM ITyTEM XpOMaTo-
rpadun Ha cuiIMKaresie, B pesynbrare nonydanu 1-(1-rper-0yrun-1H-mpazon-4-mn)-3-(5-(2-((2,2-mumernin-1,3-
JIMOKCOJIaH-4-MIT)METHUIIAMUHO )-8-MeTHII-7-0Kc0-7,8-muruaponupuno| 2,3-d | mupumuana-6-ni)-2-gropdenrn)
MoueBHHY (64 MT) B hopme Oeoro TBEpIOTO BEIIECTBA.

D10 mpoMexyTouHoe coenuHenne nepemenmBand B TT'® u 2M HCI (5 mi, 4:1) B Tedenne 2 9 ipu KOM-
HaTHOU TeMmrieparype. PeaknmmoHHy0 cMech KOHIIEHTpUpoBain 10 odobema 1 M u gobasisuin 2N NaOH mo noc-
Tikenus: pH pactBopa oxono 8. IlodydeHHOe B pe3ysbTaTe TBEPIOE BEIIECTBO (IIIBTPOBAIHM, TPOMBIBATIH BO-
IO W Cymwiau, B pesynbrare monydanu 1-(1-tper-OyTun-1H-mupazon-4-mm)-3-(5-(2-(2,3-muruapokcurpo-
MUJIAMHHO )-8-MeTHII-7-0Kc0-7,8-muruaponupuno| 2,3-d [mupumMunus-6-un)-2-hToppeHmw)MoueBuHy B (opme
6enoro TBepaoro Bemectsa (53 mr, 61% BBIXOH, 2 cTamUN).

'H SIMP (400 MT'1, JIMCO-de): & 8,70 (yump.c, 2H), 8,65 (c, 1H), 8,49 (x, J=2,0 ', 1H), 8,40 (1, J=8,0
I'y, 1H), 7,85 (c, 1H), 7,81 (c, 1H), 1,10-1,61 (m, 1H), 7,38 (c, 1H), 7,24 (c, 1H), 7,22 (c, 1H), 4,79 (1, J=4,8 'L,
1H), 4,58 (1, J=5,6 I'n, 1H), 3,73-3,48 (M, SH), 3,38-3,33 (M, 3H), 1,47 (c, 9H);

(ESI) m/z: 525,3 (M+H").

ITpumep 137.

Cnenys obmemMy criocody G, 2-amuHO-5-TpeT-0yTHi-1,3,4-tmaguazon (0,5000 T, 3,2 MMOJB) U COeIHMHE-
Hue u3 npumepa A10 (0,342 1, 1,04 Mmonb) oObenuHsIIH ¢ TIomydeHueM 1-(5-tper-Oytmi-1,3,4-Tnaauazon-2-
nn)-3-(2-prop-4-metnin-5-(8-meTun-2-(MeTUNATHO )-7-0Kkc0-7,8-nurunporupuao[ 2, 3-d JmupumMu auH-6-1i1 ) eHILT)
moueBuHHI (0,345 1, (35% BBIXOA) B (hopMe Gesroro TBEpAOTO BEMIeCTBA, KOTOPOE WCIOIB30BAIH 0€3 JOTOIHH-
TeJIbHOU 00pabOTKH B CIIETYIOIICH PEaKITUH.
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'H IMP (400 MT', CDCly): & 8,67 (c, 1H), 7,94 (1, J=7,6 T), 7,67 (c, 1H), 6,96 (1, J=11,2 Tm), 3,91 (c,
3H), 2,69 (c, 3H), 2,15 (c, 3H), 1,45 (c, 9H);

MC (ESI) m/z: 514,2 (M+H).

Crnenys mpouenype, aHanormuHodt npumepy Al, 1-(5-tper-Oyrtwmi-1,3,4-tnanuazon-2-um)-3-(2-¢prop-4-
MeTHIT-5-(8-MeTHI-2-(METHIITHO )-7-0Kc0-7,8-muruaponupuao| 2,3-d jrupumunua-6-ni)permn)mouesuny (0,345
r, 0,672 Mmonb) u 2,00M MeNH,/TT'® (3,36 mu1, 6,72 MMonb) 00BeANHSUIN ¢ TTOMydeHHeM |-(5-Tper-OyTui-
1,3,4-tnannazon-2-min)-3-(2-prop-4-meTi-5-(8-MeTHI-2-(METHIIAMHHO )-7-0KC0-7,8-muruaponupuo[ 2,3-d]
mupuMuInH-6-ui)penmn)modesunsl (0,311 1, 93% BBIX0A) B opMe OETIOr0 TBIPAOTO BEUIECTBA.

'H SIMP (400 MT', IMCO-de): & 7,822-7,75 (m, 3H), 7,69 (c, 1H), 7,39-7,37 (m, 1H), 7,34-7,30 (M, 1H),
7,16 (1, J=12,0 I'u, 1H), 2,90 (ymmp.x, J=4,8 I', 3H), 2,35 (¢, 3H), 2,09 (c, 3H), 1,34 (c, 9H);

MC (ESI) m/z: 497,0 (M+H).

ITpumep 138.

Crnenys obmemy crioco0y B, kapbamar u3 npumepa B19 (0,080 r, 0,36 MMOIB) U COeAMHEHHE U3 TIPHMEPa
A7 (0,088 1, 0,2 4 mmomb) oObeamusim ¢ noxydeHueM 1-(1-tper-Oyruin-1H-nupazon-4-nmm)-3-(5-(7-(2-
(TMMeTHIaMIHO )3 THIIAMUHO )- | -MeTHI1-2-0Kco- 1, 2-muruapo- 1,6-nadtupuaus-3-ui)-2-gprop-4-metnndeHnn)
moueBuHsI (0,0469 1, 37% BBIXON) B (hopMe OesIoro TBEpAOro BenecTsa. [1omydeHHy0 MOUEBHHY NpEBpaIlaliv B
COOTBETCTBYIOUINM Me3unat myteM peakuuu ¢ MsOH (1,0 sks.).

'H SIMP (400 MI't, IMCO-dq): & 9,38 (c, 1H), 8,66 (c, 1H), 8,44-8,43 (m, 2H), 7,94 (1, J=8,4 I'n, 1H),
7,76 (c, 1H), 7,71 (¢, 1H), 7,37 (¢, 1H), 7,27 (1, J=5,6 I'n, 1H), 7, 11 (&, J=12,0 I'n, 1H), 6,34 (¢, 1H), 3,68 (ks,
J=5,6 Ty, 2H), 3,50 (c, 3H), 3,27 (T, J=5,6 I'y, 2H), 2,83 (¢, 6H), 2,30 (c, 3H), 2,05 (c, 3H), 1,45 (c, 9H);

MC (ESI) m/z: 535,2 (M+H").

ITpumep 139.

Crnenys obmemy crioco0y B, coennuaenune n3 nmpumepa B15 (100 mr, 0,381 MMois) U coenMHEHUE U3 TIPU-
Mmepa A16 (116 mr, 0,346 MMoITb) 0OBEAWHSIHN ¢ TTONTydeHueM 1-(2,4-mudrop-5-(8-MeTnn-2-(MeTHATHO )-7-0KCO-
7,8-nuruaponupuno|2,3-dJmupumuaua-6-ui)pernn)-3-(3-(TpudTopMeTHIN) I30KCa30I-5-HIT)MOYEBHHBL (65 M,
37% BBIXOA) B pOpME Maciia, KOTOPHIH HCIOIH30BATH 0€3 OYHCTKH B CICAYIOIICH PEaKIUH.

Crnenys mpouenype, aHajgornyHod npumepy Al, 1-(2,4-mudrop-5-(8-mermn-2-(MeTunTro)-7-okco-7,8-
quruaponupuao|2,3-d | nupumunun-6-un)dennn)-3-(3-(tpudropmerni)uzokcazon-S-mi)mouesuny (65 mr, 0,130
MMmoib) 1 2,00, MeTmwiamuH B TI'® (0,63 miu, 1,3 MMonb) oOsenuHsiim ¢ noxydeHueM 1-(2,4-mudTop-5-(8-
MeTHII-2-(METHIIAMHHO)-7-0Kc0-7,8-auruaponupuno| 2,3-d jmupumunus-6-mn) perwn)-3-(3-(tpudTopmeTnin)
M30KCa307-5-mi1)MoueBUHHI (8 Mr, 13% BBIXOT).

MC (ESI) m/z: 496,0 (M+H").

ITpumep 140.

Crnenys obmemy crioco0y B, coennuaenune n3 nmpumepa B15 (120 mr, 0,457 MMoib) U coemMHEHUE W3 TIPU-
Mmepa Al17 (100 mr, 0,286 MMOab) 00BenUHSAIN ¢ ToydeHueM 1-(4-xmop-2-prop-5-(8-meTrn-2-(MeTHITHO)-7-
okco-7,8-muruaponupuao| 2,3-d | mupumMuauH-6-wm)dpenmn)-3-(3-(Tpud TopMe T ) 30KCa30I1-5- M1 )MOUeBHHEI (75
Mr, 50% BBIXOJI), KOTOPBIA UCTIONB30BAIN O€3 JOTIOJIHUTEIBHONW OYHCTKH.

MC (ESI) m/z: 529, 0 (M+H").

Crenys nponenype, ananoruysoit npumepy Al, 1-(4-xmop-2-prop-5-(8-meTuin-2-(MeTunTHO)-7-0KC0-7,8-
quruaponupuao|2,3-dnupumunun-6-un)dennn)-3-(3-(tpudropmernin)uzokcazon-S-mi)mouesuny (75 mr, 0,140
mmoinb) B 2,00, Metunamud B TI'® (0,71 mi) obbenunsum ¢ momydenueM 1-(4-xmop-2-¢rop-5-(8-metmin-2-
(MeTrImaMuHO)-7-0Kkc0-7,8-quruaponupuao| 2,3-d | mupumMuauH-6-m)dermn)-3-(3-(Tpud ropMe T ) u30KCca30-5-
nm)ModeBuHH (15 mr, 21% BBIXOT).

'H SIMP (300 MI't, IMCO-de): & 2,89 (c, 3H), 3,51-3,58 (M, 3H), 6,48 (c, 1H), 7,61 (n, J=11 I'n, 1H),
7,77 (c, 1H), 7,88-7,90 (m, 1H), 8,04 (&, J=9, 5 I'y, 1H), 8,61-8,69 (M, 1H), 9,01 (c, 1H), 11,0 (c, 1H);

MC (ESI) m/z: 512,0 (M+H").

IIpumep 141.

B pactBop sTanom:Boma:auiokcan (1:1:1, 9 mu) momemanu >Tun 1-Tper-OyTmi-5-(TpudTopmetwn)-1H-
nupasod-4-kapookcunat (750 mr, 2,84 Mmone) u ruapat ruapokcuaa autus (357 mr, 8,51 mmoins). Cmech mie-
pememmBanyu nipu 40°C B TedeHue 3 4, a 3aTeM NPH KOMHATHOH TemriepaType B TedeHrne Houn. CMech pa30aBiis-
mu Bozmoit (25 mi) m 11. HCI (10 M) u sxcTparupoBaimm sTrianeratoM (2x25 mi). O0beIMHEHHBIE OpraHmye-
ckre (a3pl MPOMBIBAIM CONEBBIM pacTBOpoM (20 mur), cymmmm (Na,SO,) 1 ynapuBaiu npu MOHUKSHHOM JaBJie-
HHH, B pe3yibTare noiydanu 1-tper-OyTui-S-(tpudropmernn)-1H-nupaszon-4-kap6oHoByl0 KHcioTy (646 MmT,
94% BBIXOM) B (JOpPME TBEPJOTO BEIIECTBA.

'H SIMP (300 MT'r, IMCO-dy): 8 1,63 (c, 9H), 7,92 (c, 1H);

MC (ESI) m/z: 259,0 (M+Na").

Crenys obmemy croco0y D, 1-tper-0yTmn-5-(tpudropmernin)-1H-nupaszon-4-kapdonoByto kuciory (200
mr, 0,847 mMonb) u coequHenue u3 nmpumepa A3 (268 mr, 0,847 MMonb) 00benuHsN ¢ TToTydeHueM 1-(1-Tpet-
OyTni-5-(tpudropmernin)-1 H-nupazon-4-un)-3-(2-dpTop-5-(8-MeTnn-2-(MeTHITHO)- 7 -0KCO-7, 8- ANTUAPOTTHUPHIO
[2,3-dJmupumuans-6-1m)dernn)MoueBUHEI (247 Mr, 53% BBIXOT).

Cnenys nponeaype, anamorngHord npumepy Al, 1-(1-tpeT-Oytun-5-(tpudropmerin)-1H-mupaszon-4-wmm)-
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3-(2-prop-5-(8-meTnin-2-(MeTHNTHO)-7-0KC0-7,8-Auruaponupuno| 2,3-d jnupumMuuH-6-1i1) G eHHIT)MOUEBUHY
(247 wr, 0,449 mmonb) u 2,00, MmetunamuH B TT'® (2,25 mut, 4,49 Mmmois) 00beauHsuN ¢ nonydenueM 1-(1-tper-
OyTui-5-(tpudropmetin)- 1 H-mupazon-4-wmn)-3-(2-pTop-5-(8-MeTui-2-(MeTHIaMUHO ) - 7-0KCO-7,8 - TUTHAPO-
nupuao|2,3-d|mupumuainH-6-nn)dermn)MoueBuHH (152 mr, 63% BbIXON).

'H SIMP (300 MI', arteton-de): 8 1,64 (c, 9H), 2,82 (c, 3H), 3,06 (m, 3H), 6,80-6,95 (M, 1H), 7,14-7,19 (M,
1H), 7,38-7,42 (m, 1H), 7,85 (¢, 1H), 8,06 (c, 1H), 8,11 (ymmp.c, 1H), 8,50 (yump.c, 1H), 8,57-8,59 (m, 1H),
8,60-8,63 (M, 1H);

MC (ESI) m/z: 533,3 (M+H").

IIpumep 142.

K mepememmBaemomy pactBopy 4-ximop-3-(tpudropmernin)pernunuzonuanara (0,0750 r, 0,401 mMmoib,
1,00 2xB.) B TT'® (5 M) mpu 22°C pobaBnsumm coequHenne u3 nmpumepa A25 (0,125 T, 0,401 mmons, 1,00 9kB.).
PeakinoHHast cMech CTaHOBWJIACh TOMOTEHHOM, TBEP/IbIE BEIIECTBA Ocaxaanich. CyCIIeH3HIO TTepEeMENINBAIN B
TeYeHHE HOYM IIPU KOMHATHOH TeMIiepaType.

PeaknmonHyro cMech TiarenbHo oxiaxnanu npu 0-5°C. Trepabie BemecTBa coOMpamn GUILTPOBAHUEM,
TIIATEIBHO MpOMBbIBaIH JieAsHbIM TT'® u cymmnu Ha dunbtpe. IlonydeHHOe cBOOOAHOE OCHOBaHKE 00OpadaThI-
Bay MsOH B TT'® (2 Bec.%, 1,64 r, 0,342 mmous, 1,0 3kB.), B pe3ynbrate noiaydanu 1-(2-gprop-4-metun-5-(1-
METHI-7-(METHIIAMHHO)-2-0KC0- 1 ,2-muruapo-1,6-aad tupuans-3-mn)penmi-3-(3-(tpudropmeTiun) peHnT)Moue-
BuHy (182 mr, 76% BbIX0x) B popMe Me3uIaTa B BUJIE IOYTH OEJIOTO TBEPIOTO BEIIECTRA.

'H SIMP (400 MI'u, IMCO-dg): & 9,34 (c, 1H), 8,65 (ymmp.c, 1H), 8,51 (c, 1H), 8,05 (c, 1H), 7,96 (u,
J=8,4 T'u, 1H), 7,82 (c, 1H), 7,51-7,44 (m, 2H), 7,30 (n, J=7,6 T'n, 1H), 7,18 (1, J=12,4 I'n, 1H), 6,51 (c, 1H),
3,54 (c, 3H), 2,96 (c, 3H), 2,30 (c, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 500,3 (M+H).

ITpumep 143.

Crnenys mporieaype, aHaloruaHoi mpumepy 142, 4-xmop-3-(tpudropmerin)denmnm3onuanat (0,1000 r,
0,451 mmomnb, 1,00 3kB.) u coenuaenne u3 npumepa A26 (0,141 r, 0,451 Mmmounb, 1,00 3kB.) 00BEAUHSIIN C TIOTY-
gyeHueM Meswiata  1-(4-xmop-3-(tpudropmerni)pennn)-3-(2-gTop-4-meTuin-5-(1-MeTmi-7-(MeTHIAMHUHO )-2-
okco-1,2-nuruapo-1,6-sadTupuaun-3-mwi)pernn)moueBunsl (168 mr, 59% Bbixon) B (opme moutn 06eroro
TBEPAOTO BEIECTBA.

'H SIMP (400 MT', IMCO-de): & 9,47 (¢, 1H), 8,65 (ymmp.c, 1H), 8,48 (c, 1H), 8,12 (n, J=2,4 I'u, 1H),
7,91 (n, J=8,8 T'u, 1H), 7,78 (c, 1H), 7,59 (n, J=8,8 'y, 1H), 7,51 (mn, J=2,4 n 8,8 I'n, 1H), 7,18 (1, J=12,4 I'y,
1H), 6,43 (c, 1H), 3,53 (c, 3H), 2,94 (c, 3H), 2,28 (c, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 534, 2 (M+H").

ITpumep 144.

3-(Tpudropmernn)pernnuzomnuanar (0,075 r. 0,40 mmouts, 1,0 9kB.) 1 coennnenue u3 mpumepa A10 (0,13
1, 0,40 MmMoutB, 1,0 2kB.) 00BeauHsITH B TT'® (5 MIiT) B IepeMenTuBaIA TIPU KOMHATHON TEMIIEpaType B TEUCHHE
HouH. [lonmydeHnyro cycnensuto octyxanu npu 0-5°C u cobupanu TBepable BemiecTBa (unpTpoBanueM. TBep-
JIbIe BEIIECTBA MPOMBIBAIH HEOOIBIINM KolmaecTBOM JensHoro TI'® u cymrmmm Ha GuibTpe, B pe3ysbTare Io-
nydanua 1-(2-¢prop-4-meTrin-5-(8-MeTnin-2-(MeTHITHO )-7-0Kco-7,8-muruaponupuno| 2,3-d Jmupumunua-6-ni)de-
HIN)-3-(3-(TpudTopmerin)perna)moueBury (92 mr, 44% BBIXOD) B (hopMe Oeroro TBEpPIOTO BEMIECTBA, KOTO-
PYIO HCTIONB30BANI 0€3 TOTIOTHUTEILHON 00pa0OTKH B CISMYIONICH peakiiny.

'H SIMP (400 MTI'n, aueron-dg): & 8,89 (c, 1H), 8,78 (ymmp.c, 1H), 8,16-8,08 (v, 2H), 7,88 (c, 1H), 7,63
(ymup.x, J=8,0 T'u, 1H), 7,51 (mn, J=8,0 u 16,4 I'u, 1H), 7,33-7,31 (m, 1H), 7,09 (n, J=12, 4 ', 1H), 3,76 (c,
3H), 2,67 (c, 3H), 2,17 (c, 3H);

MC (ESI m/z: 518, 0 (M+H").

Crnenys mpouenype, aHanorudHod mpumepy Al, 1-(2-¢pTop-4-meruin-5-(8-mMeTHi-2-(MeTHITHO)-7-0KCOo-
7,8-nuruaponupuno|2,3-dmupumuaun-6-ui)pennn)-3-(3-(tpudropmernmn)penmn)mouesuny (0,092 1, 0,18
mmods) u 2,00M MeNH,/TT'® (0,89 mu, 1,8 MMonb) o0bequHsITH ¢ Hody4eHueM 1-(2-rop-4-metmi-5-(8-
MeTHIT-2-(METHIIAMUHO )-7-0KC0-7,8-quruaponupuio| 2,3 -d [mupuMunH-6-11) ¢dhennn)-3-(3-(tpudropmeTrin)
(henmm)moueBuHHI (28 Mr, 31% BBIXOT) B hopMe OETIOT0 TBEPAOTO BEIIECTBA.

'H SIMP (400 MI'ny, IMCO-do): & 8,78 (c, 1H), 8,61 (c, 1H), 8,12-8,09 (M, 2H), 8,04 (c, 1H), 7,68 (c, 1H),
7,64 (yump.n, J=10,0 I', 1H), 7,50 (ax, J=7,6 u 16,0 I'n, 1H), 7,31 (ymwup.x, J=7,6 I'n, 1H), 7,06 (z, J=12,4 I'n,
1H), 6,82 (ymmp.c, 1H), 3,59 (c, 3H), 3,08 (ymup.n, J=4,4 I'n, 3H), 2, 16 (c, 3H);

MC (ESI) m/z: 501,0 (M+H").

ITpumep 145.

Cnenys obmemy crnocody E, 1-(1-tper-Oyrtmin-1H-mupazon-4-nn)-3-(2-prop-4-metnun-5-(8-metmn-2-
(MetmncynbhuHMI)-7-0KCc0-7,8-auruaponupuno| 2,3-d jnupumuaus-6-un)penmn)MoueBuHy u3 npumepa 109
(0,081 r, 0,16 mmous) u tuknonponanamud (0,027 1, 0,48 Mmonp) oovenussin B TT'® (1 mun), B pesynabrate
nomyganu  1-(1-tper-0yTni-1H-mmpazon-4-nn)-3-(5-(2-(uuKIonponuaaMuHo )-8 -MeTHII-7-0KCO-7, 8- TUT U ApOTIH-
puno[2,3-d]mupumuaus-6-11)-2-grop-4-metmndenn)MoueBuHy B popme Genoro tBeproro Bemmectsa (0,051 T,
64% BBIXOT).

'H SIMP (400 MI't, IMCO-dg): & 8,64 (c, 1H), 8,60 (yump.c, 1H), 8,40 (x, J=1,6 T'u, 1H), 8,06-8,04 (M,
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1H), 7,94 (n, J=8,8 I'n, 1H), 7,77 (¢, 1H), 7,66 (c, 1H), 7,36 (¢, 1H), 7,10 (n, J=12,4 Ty, 1H), 3,61-3,54 (m, 3H),
2,78-2,83 (M, 1H), 2,05 (c, 3H), 1,45 (c, 9H), 0,725 (ymmp.c, 2H), 0,55-0,53 (M, 2H);

(ESI) m/z: 505,2 (M+H").

ITpumep 146.

Cnenys obmemy crnocody E, 1-(1-tper-Oyrtun-1H-mupazon-4-nn)-3-(2-prop-4-metnn-5-(8-metmn-2-
(MeTuncynshuHNUN)-7-0KC0-7,8-quruaponupuno|2,3-dmupumunna-6-mn)heHnn)ModeBuHy U3 mpumepa 109
(0,081 1, 0,16 Mmmous) u (S)-2-amuHompomna-1-oi (0,036 r, 0,48 MMoub) oObenuHs M B TT'® (1 M), B pe3yiib-
tate monydamu  (S)-1-(1-tper-6yTmi-1H-upazon-4-nm)-3-(2-dprop-5-(2-(1-ruaporcunpona-2-miIaMruHO)-8-
MeTuI-7-0kco-7,8-qurunponupunol 2,3-d [mupuMuanH-6-min)-4-metuindeHnn)MoueBUHy B opme Oesoro TBep-
noro Bemectsa (0,062 r, 75% BbIXON).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,64 (c, 1H), 8,60 (c, 1H), 8,40 (x, J=1,6 T'u, 1H), 7,94 (n, J=8,4 I'y,
1H), 7,77 (c, 1H), 7,64 (c, 1H), 7,59 (1, J=8,0 I'ny, 1H) 7,36 (c, 1H), 7,10 (n, J=12,4 I'n, 1H), 4,72 (T, J=5,6 'L,
1H), 4,10-4,06 (m, 1H), 3,65-3,53 (m, 3H), 2,05 (¢, 3H), 1,45 (¢, 9H), 1,17 (1, J=6,4 ', 3H);

(ESI) m/z: 523,2 (M+H").

ITpumep 147.

Cnenys obmemy crnocody E, 1-(1-tper-Oyrtmin-1H-mupazon-4-nmn)-3-(2-prop-4-metnn-5-(8-metmn-2-
(MeTuncynshuHNUN)-7-0KC0-7,8-quruaponupuno|2,3-dmupumunna-6-mn)heHnn)MoueBuHy U3 mpumepa 109
(0,085, 0,17 mmoms) u (R)-2-amurOnpomnan-1-om (0,037 r, 0,50 mmons) o6beauasu B TT® (1 mi), B pe3yiib-
tate monydanu  (R)-1-(1-tper-OyTmi-1H-mupazon-4-mm)-3-(2-dprop-5-(2-(1-ruapokcunpona-2-miaMuHO ) -8-
METHII-7-0KC0-7,8-quruaponupuo| 2,3 -dmupuMuana-6-mm)-4-MeTHIQeHT)MOYeBUHY B dopMe Oeloro TBep-
noro Bemectsa (0,055 r, 63% BbIXOM).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,64 (c, 1H), 8,60 (c, 1H), 8,40 (x, J=2,0 T'u, 1H), 7,94 (x, J=8,8 I'y,
1H), 7,77 (c, 1H), 7,64 (¢, 1H), 7,59 (&, J=8,0 I'u, 1H) 7,36 (¢, 1H), 7,10 (x, J=12,4 ', 1H), 4,72 (1, J=5,6 I'm,
1H), 4,10-4,06 (m, 1H), 3,56-3,53 (m, 3H), 2,05 (c, 3H), 1,45 (¢, 9H), 1,17 (1, J=6, 4 T'u, 3H);

(ESI) m/z: 523,2 (M+H").

ITpumep 148.

Crnenys obmemy crioco0y B, kapbamar 5-tper-0yrunuzokcazon-3-amus (0,07 r, 0,31 MMonb) u coeuHe-
Hue u3 npumepa Al7 (0,11 1, 0,31 MMoub) 00beanHSITN ¢ TTony4YeHueM 1-(5-Tper-OyTnnn3okcason-3-mm)-3-(4-
xJ0p-2-PTop-5-(8-MeTHI-2-(METHITHO )-7-0KCO-7,8-muruaporupuao[ 2,3 -d |mupuMu quH-6-111) S HIAIT )MOYIESBHHBI
(48 wr, 30% BBIXOT).

MC (ESI) m/z: 517,0 (M+H").

Crnenys nporienype, aHajgoruauoi npumepy Al, 1-(5-tper-OyTrnmnzokcaszon-3-mi)-3-(4-xmop-2-prop-5-(8-
MeTHIT-2-(METHIITHO )-7-0KCc0-7,8-muruaponupuo| 2,3 -d mupumunna-6-wn)pennn)mouesuny (0,048 1, 0,093
MMoJTb) obpabareBaim M-XIIBK (70 Bec.%, 0,027 1, 0,11 Mmmoms), a 3atem N-metmnamuaom (2,0M B TT'®, 0,19
w1, 0,37 MMoib), B pesynbrare moaydanu 1-(5-tper-Oytunusokcazon-3-uin)-3-(4-xmop-2-¢pTop-5-(8-metmin-2-
(MeTmTaMuHO)-7-0Kco-7,8-muruaponupuno| 2,3-d mupumunud-6-un)pernmwn)modeBuny (30 mr, 65% BBIXOT).

'H SIMP (400 MI', IMCO-d,, ocHoBHOiT poTomep): & 9,86 (ymmp.c, 1H), 8,92 (ymmp.c, 1H), 8,62 (c,
1H), 8,15 (x, J=8,8 I'n, 1H), 7,89 (m, 1H), 7,76 (c, 1H), 7,58 (1, J=10,8 I'n, 1H), 6,44 (c, 1H), 3,59 (ymmwp.c, 3H),
2,90 (ymmp.n, J=4,8 I'u, 3H), 1,25 (c, 9H);

MC (ESI) m/z: 500,0 (M+H").

ITpumep 149.

Cnenys obmemy crocody B, xapbamat S-tper-OyTmimzokcazon-3-amud (0,07 T, 0,31 MMoIb) U coenuHe-
aue u3 npumepa A41 0,11 r, 0,31 MMoub) 0ObeMHSTHN ¢ TIOTydeHHeM 1-(5-TpeT-OyTrim3okca3on-3-mr)-3-(5-(8-
3THI-2-(METUIITHO )-7-0KC0-7,8-quruaponupuio| 2,3 -d [mupumuana-6-mr)-2-hrop-4-MeTrnindeHrm)MoueBUHbI (97
Mr, 61% BBIXOX).

MC (ESI) m/z: 511,2 (M+H").

Crnenys mponeaype, anamoruunoit mnpumepy Al, 1-(5-tper-Oyrrnuzokcazon-3-mm)-3-(5-(8-atun-2-
(MetmnTHO)-7-0KC0-7,8-muruapornupuno| 2,3-d [mupumunua-6-un)-2-hprop-4-metundenmn)mouesuny (0,097 1,
0,19 mmomb) obpadateiBasin M-XIIBK (70 Bec.%, 0,056 T, 0,23 mmoib), a 3atem N-metmwiamuaoM (2,0M B TTO,
0,38 mu1, 0,76 MMoOIIB), B pe3yiibTare momydanu 1-(5-tpeT-0yTunn3okca3on-3-mi)-3-(5-(8-3Tun-2-(MeTHIaMIHO )-
7-okco-7,8-nuruaponupuno|2,3-dmupumuaun-6-nn)-2-prop-4-metundermn)MoueBuny (59 mr, 63% BbIXON).

'H IMP (400 MI';, AIMCO-dg, ocHoBHOM poTtomep): 6 9,79 (¢, 1H), 8,74 (ymmp.c, 1H), 8,60 (c, 1H), 7,91
(n, J=8,4 I'u, 1H), 7,80 (m, 1H), 7,67 (¢, 1H), 7,16 (n, J=12,0 I'n, 1H), 6,44 (c, 1H), 4,35 (M, 2H), 2,89 (ymmp.n,
J=4,4 T, 3H), 2,06 (c, 3H), 1,25 (¢, 9H), 1,19 (m, 3H);

MC (ESI) m/z: 494,2 (M+H").

ITpumep 150.

Crnenys obmemy crioco0y B, kapbamat 3-uzonpornui-1-penwmn-1H-mupazon-5-amun (0,061 t, 0,21 MMoub)
n obpazerr AS0 (0,07 r, 0,21 Mmonb) oObeauHIN ¢ TIoydeHueM 1-(5-(8-3Tmi-2-(MeTmiaMuHo)-7-0kco-7,8-
muraaponupuno|2,3-dmupumuana-6-nmn)-2-prop-4-mMetundenmn)-3-(3-uzonponmi- 1 -pernn- 1 H-mupazon-5-
WIT)MOYEBHHEI B (hOpMe TBEPIOTO BelecTBa Tpsi3HO-0emoro meera (53 mr, Beixon 45%).

'"H SIMP (400 MT', IMCO-de): & 8,90 (c, 1H), 8,82 (c, 1H), 8,67-8,60 (m, 1H), 7.91 (n, J=8, 4 I', 1H),
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7,81-7,79 (M, 1H), 7,64 (c, 1H), 7,54-7,47 (m, 4H), 7,43-7,38 (m, 1H), 7,11 (m, J=12,4 ', 1H), 6,30 (c, 1H),
4,36-4,32 (M, 2H), 2,89-2,80 (M, 4H), 2,04 (c, 3H), 1,23-1,17 (m, 9H);

MC (ESI) m/z: 555,2 (M+H").

ITpumep 151.

Cnenys obmemy criocody D, o6pazernr B30 (0,051 1, 0,3 mmoup) u o6paszer; A50 (0,1 t, 0,3 MMoib) 0Obe-
IUBSITA B ipucyTcTBUH TpudTHiaamuHa (0,092 r, 0,91 MmMouns) n mudenmndocdapunazuaa (0,13 r, 0,45 mmons) ¢
MOJTydeHUEM 1-(1-tper-0yTnn-1H-mpazon-4-umn)-3-(5-(8-3Tri-2-(MEeTHIIAMHHO )-7-0KCO- 7, 8- TUTHIPOTIUPHU IO
[2,3-dJmupumuans-6-11)-2-pTop-4-MeTrndennt) ModeBHHEI (65 MT, BEIXox 44%).

'H SIMP (400 MTI'ti, IMCO-dg): & 8,63 (c, 1H), 8,60 (c, 1H), 8,40 (x, J=2,0 T'u, 1H), 7,94 (x, J=8,8 I'y,
1H), 7,80-7,77 (M, 2H), 7,65 (c, 1H), 7,36 (c, 1H), 7,10 (n, J=12,0 I', 1H), 4,36-4,32 (M, 2H), 2,89 (n, J=4, 4 I'ny,
1H), 2,04 (c, 3H), 1,45 (c, 9H), 1,24-1,20 (M, 3H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 152.

Crnenys obmemy criocody A, TROC-kapbamar coenunaenue u3 npumepa B18 (0,3 r, 0,95 mMois) u coenu-
HeHnue u3 npumepa Al7 (0,3 r, 0,86 MmMonb) 00beuHSIIN ¢ TosTydeHueM 1-(3-Tper-OyTrin3okca3on-5-mn)-3-(4-
xJop-2-Prop-5-(8-MeTHn-2-(METHITHO )-7-0KCcO-7,8-nuruapormupuao[2,3-d jJnupumuaua-6-un)moueBunsl (175
Mr, BeIxoz 40%).

'H SIMP (400 MI';, IMCO-de): & 10,38 (ymmp.c, 1H), 8,92 (c, 1H)), 8,90 (m, 1H), 8,17 (1, J=8,5 I'u, 1H),
8,00 (c, 1H), 7,63 (m, J=12 I'u, 1H), 6,03 (c, 1H), 3,54 (¢, 3H), 2,50 (¢, 3H), 2,61 (¢, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 517,0 (M+H").

Crenys mporeaype, aHaJoTHIHOW omucaHHoW B mpumepe Al, 1-(3-tper-OyTmimnzokca3on-5-wmi)-3-(4-
xJop-2-prop-5-(8-MeTHn-2-(METHITHO )-7-0KCO-7,8-muruapormupuao[ 2,3-d |nupuMugnH-6-uI1)MOYEBUHY U Me-
TAJAMUH OOBeAWHsIIH ¢ TodydeHueM 1-(3-tpeT-OyTrinn3okcazon-5-m)-3-(4-xmop-2-¢prop-5-(8-meTmn-2-
(MeTmIaMuHO)-7-0Kco-7,8-muruaponupuao| 2,3 -d mupumunuH-6-mi)herun)ModeBuHbI (88 Mr, Bexon 50%).

'H SIMP (400 MTI'ti, IMCO-dg): & 10,5 (ymmp.c, 1H), 9,00 (ymmp.c, 1H), 8,61 (c, 1H), 8,11 (x, J=9 I'y,
1H), 7,88 (ymmwmp.c, 1H), 7,76 (c, 1H), 7,57 (1, J=12 I'u, 1H), 6,00 (c, 1H), 3,58 (c, 3H), 2,89 (x, J=5 I'u, 3H),
1,21 (c, 9H);

MC (ESI) m/z : 500,3 (M+H").

ITpumep 153.

Crnenys obmemy criocody A, TROC-kapbamar coenunaenue u3 npumepa B18 (0,3 r, 0,95 mMois) u coenu-
Henue u3 mpumepa A4l (0,3 r, 0,67 Mmmomb) oO0bearHsITH B MpUCyTCcTBUN N-Metuiamuppoaumaona (0,080 r, 0,95
MMOJIB) ¢ TmosrydeHueM 1-(3-tpeT-OyTrnu3okcazon-5-mi)-3-(5-(8-3Tui-2-(MeTHITHO )-7-0KCO-7,8- TUTHIPOTIH -
puno[2,3-dJnupumuans-6-mn)-2-prop-4-metnndenmn)modeBunsl (320 mr, Beixoxn 72%).

'H SIMP (400 MI'ti, IMCO-dg): 8 10,3 (ymmp.c, 1H), 8,91 (c, 1H) ), 8,71 (yump.c, 1H), 7,94 (1, J=9 Ty,
1H), 7,89 (¢, 1H), 7,20 (7, J=12 T'n, 1H), 6,00 (c, 1H), 3,64 (c, 3H), 4,38 (xB, J=6 I'y, 2H), 2,61 (c, 3H), 2,07 (c,
3H), 1,24 (1, J=6 I'n, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 511,2 (M+H").

Crenyst mpoueaype, aHaJOTMYHO omucaHHOW B mpumepe Al, 1-(3-tper-OyTmimsokcaszon-5-ui)-3-(5-(8-
STHI-2-(METHITHO)-7-0Kc0-7,8-nuruaponupuno| 2,3-d jimpumuaus-6-mui)-2-gprop-4-me Tnirh eHUIT)MOUEBUHY
(0,16 r, 0,315 MMOIBb) M METHJIAMHH OOBCIAWHSIM C moilydeHueM 1- ( 3-Tper-OyTmiam3okcaszon-S-mm)-3-(5-(8-
9THI-2-(METHIAMHUHO)-7-0Kc0-7,8-muruaponupuno| 2,3-d [mupuMuanH-6-mi)-2-hTop-4-MeTHIPEHUIT ) MOUSBHHBI
(62 mr, BbIxOA 20%).

'H SIMP (400 MT'ti, IMCO-d¢): & 10,3 (ymmp.c, 1H), 8,67 (yummp.c, 1H), 8,61 (yump.c, 1H), 7,88 (x, =9
I'y, 1H), 7,80 (ymmwmp.c, 1H), 7,66 (c, 1H), 7,16 (n, J=12 I'u, 1H), 6,00 (c, 1H), 5,73 (c, 1H), 4,34 (ymmup, 2H),
2,89 (m, J=6 I'y, 3H), 2,07 (¢, 3H), 1,21 (yump, 12H);

MC (ESI) m/z: 494,2 (M+H").

IIpumep 154.

[Ipumensis o6myto nponeaypy C, TROC-krp6amar coenunenue u3 npumepa B20 (0,150 r, 0,491 mmoub,
1,00 7kB.) m obpazer; A10 (0,164 r, 0,497 mmoub, 1,0 0 5kB.) 00BeAMHSIN ¢ TTOTyIeHUEM 1-(2-PTOp-4-MeTHII-5-
(8-meTmin-2-(MeTrITHO)-7-0KCc0-7,8-quruaponupuo| 2,3 -d Jmupumunua-6-wi) pernn )-3-(3-u30mponuan3o-
kca3oi-5-mn)moueBunsl (0,203 T, BeIxox 85%) B hopMe O1eAHO-KENTOr0 TBEPIOTO BEIIECTBA.

'H SIMP (400 MI'n, IMCO-dq): 6 10,30 (¢, 1H), 8,90 (c,, 1H), 8,72 (ymmp.c, 1H), 7,93 (x, J=8,4 T'n, 1H),
7,89 (c, 1H), 7,21 (n, J=12,4 T'u, 1H), 5,96 (c, 1H), 3,64 (c, 3H), 2,87 (c, J=7,2 I'y, 1H), 2,61 (c, 3H), 2,09 (c,
3H), 1,16 (x, J=6,8 I';, 6H);

MC (ESI) m/z: 483,0 (M+H").

Crnenyss mpouenype, aHaJIOTWYHOW omucaHHOM B mpumepe Al, 1-(2-drop-4-mernn-5-(8-metmin-2-
(MeTmnTHO)-7-0KC0-7,8-muruaporupuno| 2,3-d | mupuMunuH-6-wm) Gernn)-3-(3-u30nponmim3oKcas3o-5-nir)Mo-
gesuny (0,203 1, 0,421 Mmmomnb, 1,00 3kB.) u 2,00M MeNH,/TT'® (2,10 M, 4,21 mmons, 10,00 5kB.) 0ObequHSIIH
¢ monydeHuem 1-(2-¢prop-4-metui-5-(8-mMeTnin-2-(MeTHIAMHHO )-7-0Kc0-7,8-muruaponupuno|2,3-d jmupumMuaua-
6-mur)enn)-3-(3-u30nmponuIn30Kca3on-S-mi)moueBuHb! (41 mr, Beixox 21%) B dopme OnemHO-KENTOro MO-
porka.
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'"H SIMP (400 MT't, JIMCO-de): & 10,28 (c, 1H), 8,67 (yump.c, 1H), 8,60 (c, 1H), 7,88 (z, J=8,0 ', 1H),
7,8) (ymmp.xB, J=4,0 T'u, 1H), 7,67 (9¢, 1H), 7,17 (n, J=12,8 I'y, 1H), 5,96 (¢, 1H), 3,59 (c, 3H), 2,90 (a, J=4,8
I'y, 3H), 2,89 (¢, J=7,2 'y, 1H), 2,08 (¢, 3H), 1,16 (1, J=7,2 ', 6H);

MC (ESI) m/z: 466,0 (M+H").

ITpumep 155.

Cnenys obmemy criocody B, kapbamat S5-tper-OyTrnnzokcazon-3-amuna (0,07 r, 0,31 MmMois) u obpaserr
Al16 (0,10 T, 0,31 MMonb) oOBeauHSIIN ¢ TIoMydeHueM 1-(5-Tper-OyTuim3okca3on-3-ui)-3-(2,4-mudrop-5-(8-
METHIT-2-(METHIITHO )-7-0KCc0-7,8-muruaponupuo| 2,3 -dmupumunua-6-wn)pennn)modeBuabl ( 80 MTr, BBIXO.X
50%).

MC (ESI) m/z: 501,0 (M+H").

Crenyst mpouenype, aHaJOTWYHOW omucaHHOM B mpumepe Al, 1-(5-tper-Oytmimmsokcazon-3-mn)-3-(2,4-
mudrop-5-(8-mMeTrin-2-(MeTHATHO)-7-0KC0-7,8-quruaponupuno| 2,3-d jnupumuina-6-

wi)¢penmn)moueBuny (0,080 r, 0,16 mmonbp) obpadarsiBann M-XIIBK (70 Bec.%, 0,047 r, 0,19 mmons), a
3areM N-meTmnamuaoMm (2,0M B TT'®, 0,32 M, 0,64 MMoiib) ¢ onydeHueM 1-(5-tper-0yTmin3okca3on-3-un)-3-
(2,4-mudrop-5-(8-mMeTun-2-(MeTHIAMUHO)-7-0Kc0-7,8-murnaponupu o[ 2,3-d JnupumuauH-6-1m) e Hnn)Mo-
yeBHHY (58 Mr, BEIXOA 75%).

'H SIMP (400 MI'u, IMCO-d, 0cHOBHOI potomep): 6 9,31 (c, 1H), 8,78 (ymmup.c, 1H), 8,63 (c, 1H), 8,13
(1, J=8,4 I'u, 1H), 7,89 (m, 1H), 7,84 (c, 1H), 7,40 (ax, J=10,0 u 11,2 I'y, 1H), 6,45 (c, 1H), 3,59 (c, 3H), 2,99
(yumap.n, J=4,8 T'n, 3H), 1,28 (¢, 9H);

MC (ESI) m/z: 484,2 (M+H").

ITpumep 156.

Cnenys obmemy croco0y D, 3-tper-OyTtuin-1-mernin-1H-nupason-5-kapookcunbayto kucioty (0,061 T,
0,33 mmcip) u obpazert A50 (0,1 1, 0,33 MMOIB) 00BbeIUHSUA B TipUCyTCTBUH TpudTIiIamuHa (0,1 T, 1 MMoIB) U
mudennndochapunazuna (0,14 r, 0,5 mmons) ¢ noxyuennem 1-(3-tper-Oytuin-1-merun-1H-mpazon-5-mn)-3-(5-
(8-3THN-2-(METHIIAMUHO)-7-0KCc0-7,8-auruaponupuno| 2,3-d jnupumuaus-6-ui)-2-grop-4-metnndeHua)mo-
4eBHHEI B hopMme Oenoro TBeproro Beriectsa (140 mr, Bexo 83%).

'H SIMP (400 MI', JIMCO-dq): & 8,86 (c, 1H), 8,73 (c, 1H), 8,59 (c, 1H), 7,93 (x, J=8,4 I'n, 1H), 7,81-
7,79 (M, 1H), 7,65 (c, 1H), 7,14 (n, J=12,4 T'n, 1H), 6,04 (c, 1H), 4,35-4,32 (M, 2H), 3,58 (c, 3H), 2,39 (n, J=4,4
I'y, 1H), 2,05 (¢, 3H), 1,23-1,16 (M, 12H);

MC (ESI) m/z: 507,2 (M+H").

ITpumep 157.

Cnenys obmemy criocody D, 3-tpeT-0yTun-1-metuin-1H-mupaszon-5-kapbokcunpayto kucnory (0,21 T, 1,2
MMoutb) U obpaszert A17 (0,4 r, 1,2 MMoins) oObenUHATN B TIpUCYyTCTBUHM TpudTHiIamuHa (0,35 T, 3,5 MMomb) 1
mudpennmndocdapmrazuna (0,48 r, 1,7 Mmons) ¢ mosrydaenueM |- (3-tpeT-OyTmi-1-metmn-1 H-nupa3zon-5-nn)-3-(4-
xJop-2-PTop-5-(8-3TH-2-(METUITHO )-7-0KCO-7,8-murunponupuao|2,3-d JmupumMu auH-6-11 )P eHIIT)MOYEBUHBl B
topme Gemoro tBeporo BemecTra (0,49 T, Beixox 80%).

'H SIMP (400 MT', IMCO-de): & 8,97 (ymmp.c, 2H), 8,92 (c, 1H), 8,22 (z, J=8,4 I'u, 1H), 7,98 (c, 1H),
7,60 (m, J=11,2 I'u, 1H), 6,04 (c, 1H), 3,64 (c, 3H), 3,58 (¢, 3H), 2,61 (c, 3H), 1,16 (c, 9H);

MC (ESI) m/z: 530,2 (M+H").

Crenys mpouenype, aHaJlOTH4YHON omnucaHHO# B mpumepe Al, 1-( 3-tper-Oytuin-1-merun-1H-nupason-5-
wi)-3-(4-xsop-2-prop-5-(8-meTnin-2-(MeTuNTHO )~ 7-0KC0-7,8-muruaporupuno| 2,3 -d jmupuMu auH-6 -11) e HIT)
moueBuny (0,2, 0,38 mmons) u 2M metunamuna B TT'® (3 9kB.) 00beANHSIIN U OYHILAIHN ITYTEM XpOoMaToTpadun
C-18 ¢ momyuenueMm 1-(3-tper-OyTuin-|mermi-1H-nmupaszon-5-wum)-3-(4-xmop-2-prop-5-(8-meTun-2-(Meru-
aMUHO)-7-0Kkc0-7,8-muruaponupuao 2,3-d|mupuMuauH-6-m1)hEeHnIT)MOYEBHHB B (hopMe OEoro TBEpAOro Be-
mectBa (0,045 r, Berxox 23%).

'H SIMP (400 MI'w, JAMCO-dy): 6 8,95 (ymmp.c, 2H), 8,61 (c, 1H), 8,17 (n, J=8,8 ', 1H), 7,87 (ymmp.c,
1H), 7,75 (c, 1H), 7,55 (n, J=10,8 I'y, 1H), 6,04 (c, 1H), 3,58-3,51 (M, 6H), 2,90 (c, 3H), 1,16 (c, 9H);

MC (ESI) m/z: 513,3 (M+H").

ITpumep 158.

[Ipumensis obmryto mpornenypy B, kapbamar 3-uzonponmi-1-dpennn-1H-nupazon-5-amun (0,075 r, 0,26
MMoIb, 1,0 3kB) 1 o6pazent A26 (0,082 r, 0,26 MMoitb, 1,0 3KB.) 00BETUHSIIN C MTOTYYCHHEM KETaeMOTO apOIyK-
Ta ¢ HeOoMbIIMMHU puMecsiMU. Ero npuoamnu B macroobpasznoe coctosare B MeCN/H,0, TmaTtenapHo oxXiax-
namm ripu 0-5°C m TBepioe BemecTBo oTOupanu GuIbTpoBaHHEM, TpoBoaANMON ¢ xomomuoi H,O. TBepmoe Be-
IIECTBO CYLIMJIM IPH BBICOKOM Bakyyme. UHCTYI0 OCHOBY, MOJYYEHHYIO TaKMM 00pa3oM, pacTBOPSUIM B MUHH-
ManbpHOM o0Beme ropstaero TI'® (70°C) u obpabateBamu 2% MsOH/TT'® (0,82 r, 0,17 mmomns, 1,00 3kB.) ¢
HOIy4EeHUEM 1-(2-prop-4-metmi-5-(1-metmi-7-(MeTHIIaMHHO )-2-0KC0- 1, 2-muruapo-1,6-Had THpuIuH-3 -
win)denun)-3-(3-nzonponni- 1 -gpenmn-1H-nupaszon-5-mm)moueBunsl Mezmnata (92 wmr, Beixox 56%) B dopme
TBEPAOTO BEIIECTBA IPs3HO-0EIOr0 IBETA.

'"H SIMP (400 MT', IMCO-de): & 8,95 (ymmp.c, 1H), 8,85 (c, 1H), 8,49 (c, 1H), 7,96 (x, J=8,4 I'n, 1H),
7,78 (c, 1H), 7,56-7,48 (m, 4H), 7,44-7,40 (m, 1H), 7,15 (m, J=12,4 T'u, 1H), 6,45 (ymumwmp.c, 1H), 6,31 (c, 1H),
3,54 (c, 3H), 2,95 (c, 3H), 2,85 (c, J=6,8 T'n, 1H), 2,29 (c, 3H), 2,07 (c, 3H), 1,19 (n, J=7,6 'y, 6H);
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MC (ESI) m/z: 540,3 (M+H").

ITpumep 159.

[Mpumensiss obmyo nporexypy D, 3-(tper-Oytwn)-1-metun-1H-nmrpa3on-5-kapOoKCHIbHYIO KHCIOTY
(0,125, 0,686 MMmoutb, 1,00 5kxB) 1 obpazer; A30 (0,210 r, 0,672 MMoub, 1,10 9KB.) OOBETUHSIIH C TIOTydYEHUEM
JKEeNTaeMoro MpOoAyKTa, KOTOpbIA manee odpabdarsBamu 2% MsOH/TT'® (0,67 r, 0,14 mmomns, 1,00 5kB.) ¢ moiry-
geaueM  1-(3-tper-OyTmi-1-metmi-1 H-nupa3zon-5-ni)-3-(5-(1-atmn-7-(MeTmiaMuno )-2-0kco- 1,2-muruapo-1,6-
HaQTHPpUINH-3-11)-2-hTOp-4-MeTHndeHmT)MoueBUHB Me3niata (70 mr, Berxon 17%) B hopme TBepaoro Bere-
CTBA.

'H SIMP (400 MT', IMCO-de): & 8,92 (¢, 1H), 8,79 (ymmp.c, 1H), 8,50 (¢, 1H), 7,97 (n, J=8,4 I'u, 1H),
7,78 (c, 1H), 7,18 (m, J=12,0 T'm,, 1H), 6,53 (ymmp.c, 1H), 6,05 (c, 1H), 4,17 (xB, J=7,2 'y, 2H), 3,59 (c, 3H),
2,95 (¢, 3H), 2,29 (c, 3H), 2,07 (c, 3H), 1,21 (t, J=7,2 T'u, 3H), 1,16 (c, 9H);

MC (ESI) m/z: 506,2 (M+H").

ITpumep 160.

Crenys obmemy crocody A, TROC-kaobamar coequnenne n3 npumepa B18 (0,66 r, 1,9 Mmons) n obpa-
3enr A42 (0,68 T, 2,09 MMonb) oObemuHSITH ¢ moiydeHueM |-(3-Tper-OyTmnu3okcaszon-5-mn)-3-(2-grop-5-(8-
M30MPOMHI-2-(METHIITHO )-7-0KC0-7,8-quruaponupuo| 2,3 -d [mrupumunnH-6-mi)-4-Me T ern ) MoueBUHbI (440
MT, BBIX0Z 44%).

'H SIMP (400 MI', IMCO-dq): & 10,3 (c, 1H), 8,88 (c, 1H) ), 8,70 (ymmp.c, 1H), 7,94 (1, J=9 I'n, 1H),
7,85 (c, 1H), 7,20 (m, J=12 I'y, 1H), 6,00 (c, 1H), 5,75 (m, 1H), 2,61 (c, 3H), 2,07 (¢, 3H), 1,55 (m, J=6 ', 6H),
1,21 (c, 9H);

MC (ESI) m/z: 525,3 (M+H").

Crienys nporieaype, aHaJIOTHIHO onrcaHHoi B mpumepe Al, 1-(3-tper-OyTmimzokca3on-5-mm)-3-(2-¢prop-
5-(8-nu3omponui-2-(MEeTHITHO )-7-0Kc0-7,8-muruaponupuno| 2,3-d jmupuMuanH-6-111)-4-Me THIAGEHIUIT )MOUYEBUHY
(0,11, 0,2 MMOJIB) ¥ METHIIAMUH OOBEIUHSIIN C TIoTydeHueM 1- (3-Tper-OyTmimsokcazon-5-mn)-3-(2-dprop-5-(8-
M30IIPOIIII-2-(METHIIAMHUHO)-7-0Kc0-7,8-qurunponupuno| 2,3-d [nupuMuinH-6-mi)-4-Me THII(h €HAIT)MOYEBUHBI
(45 wr, Be1xog 50%).

'H SIMP (400 MI'u, IMCO-dg): & 8,78 (ymmp.c, 1H), 8,57 (yump.c, 1H), 7,85 (z, J=9 T'u, 1H), 7,75
(ymmp.c, 1H), 7,62 (c, 1H), 7,15 (1, J=12 'y, 1H), 6,00 (c, 1H), 5,74 (m, 1H), 2,89 (x, J=5 'y, 3H), 2,07 (c, 3H),
1,56 (m, J=6 ', 6H), 1,21 (c, 9H);

MC (ESI; m/z: 508,3 (M+H").

ITpumep 161.

Cnenys obmemy croco0y D, 1-tper-Oyrtmi-1H-mupazon-4-kapObokcmibayto kuciory (150 wmr, 0,892
MMoOJTb) U obpazer; A16 (298 mr, 0,892 MMoib) 00BeauHSIIN ¢ TIoMydeHueM 1-(1-tper-0yTmi-1H-mmpa3zon-4-mm)-
3-(2,4-mudrop-5-(8-MeTnI-2-(METHIITHO )-7-0KCO-7,8-muruapornupuno| 2,3 -d [ mupumuanH-6-1i1) peHuT ) Mo-
yeBHuHHI ( 80 Mr, BEIX0T 95%).

Crienys nporieype, aHATOTHYHOM onrcanHoi B mpumepe Al, 1-(1-tper-0ytui-1H-mupazon-4-wmn)-3-(2,4-
mudrop-5-(8-meTnin-2-(MeTHATHO)-7-0KC0-7,8-auruaponupuno| 2,3-d jnupumunun-6-un) ¢permwn)moueBuny (80
mr, 0,160 mmonb) u 2,00, metmiamud B TT'® (0,9 mut, 1,8 0 MMonb) o0beauHsIH ¢ monmydeHueM 1-(1-Tpet-
oyrni-1H-mmpazon-4-nn)-3-(2,4-nmudrop-5-(8-mMeTin-2-(MeTHIaMIuHO ) - 7-0Kco- 7,8 -nuruaponupuao| 2,3-
d]mupumunna-6-wn)permn)moueBunb! ( 31 Mr, Bexon 36%).

'H SIMP (300 MI'n, IMCO-dg): & 1,53 (c, 9H), 2,90 (c, 3H), 3,52-3,59 (M, 3H), 7,31-7,38 (M, 2H), 7,78-
7,90 (m, 3H), 8,12-8,16 (M, 1H), 8,48 (c, 1H), 8,63-8,70 (M, 1H), 8,65 (c, 1H);

MC (ESI) m/z: 483,3 (M+H").

ITpumep 162.

Crnenys mpolieAype, aHAJIOTHYHO ONHCaHHOW B mpumepe 141, atwi-1-tper-Oytun-5-mermn-1H-
kapOokcmnat (500 mr, 2,38 mMoib), obpaszenr A3 (260 mr, 0,823 mmons) u 2,00, metunamud B TT'® (2,0 mur,
3,96 Mmmonb) 00benuHsUH ¢ TTosTydeHueM 1-(1-tper-0yTun-5-metnn-1H-nupazon-4-wmmn)-3-(2-pTop-5-(8-meTwn-2-
(MeTrmamMuHO)-7-0Kkc0-7,8-quruaponupuao| 2,3-d | mupumMuaua-6-wm)penmwn)ModeBUHEI (106 mr).

'H SIMP (300 M, IMCO-dg): 8 1,50 (c, 9H), 2,30 (c, 3H), 2,90 (c, 3H), 3,53-3,60 (v, 3H), 7,20-7,24 (M,
2H), 7,44 (c, 1H), 7,60-7,81 (M, 1H), 7,84 (c, 1H), 8,16 (c, 1H), 8,39-8,41 (m, 1H), 8,54-8,72 (m, 1H), 8,63 (c,
1H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 163.

Crenys obmemy criocody A, TROC-kapbamar 3-uzonponui-1-denmn-1H-nupazon-5-amuna (0,25 r, 0,66
mMMoib) u obopazery A10 (0,22 1, 0,66 MMonb) 00BeMHAIM ¢ nonydeHueM 1-(2-drop-4-metmn-5-(8-mermin-2-
(MeTtmnTHO)-7-0KCO-7,8-IUruapornupuno| 2,3-d | mupumunus-6-mn)hernn)-3-(3-usonponmi- 1 -penun-1H-
MIHPa30JI-5-MI1)MOUYEBHUHEI B opMe rps3HO-0enoro TBepaoro BemecTsa (0,24 1, Berxox 65%).

'H SIMP (400 MI';, IMCO-de): & 8,96 (c, 1H), 8,90 (c, 1H), 8,87 (c, 1H), 7,97 (n, J=8, 4 T'n, 1H), 7,87 (c,
1H), 7,55-7,48 (M, 4H), 7,43-7,39 (M, 1H), 7,16 (m, J=12,4 'y, 1H), 6,30 (¢, 1H), 3,65 (c, 3H), 2,87-2,80 (M, 1H),
2,61 (c, 3H), 2,06 (c, 3H), 1,18 (&, J=7,2 I'u, 6H);

MC (ESI) m/z: 558,3 (M+H").
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Crnenys mpouenype, aHaIOTHYHO onucaHHod B mnpumepe Al, 1-(2-prop-4-mernn-5-(8-metmn-2-
(MeTmnTHO)-7-0KCO-7,8-IUruapornupuno| 2,3-d | mupumunus-6-un)herwt)-3-(3-usonponmi- 1 -pennn-1H-
nupazon-5-mwnmoueBuny (0,24 t, 0,43 mmois) u 2M MetmnamuH B TT'® (3 5kB.) 00beAMHSIIN ¢ TTOTyYeHUEM |-
(2-dbrop-4-meTnin-5-(8-mMeTnin-2-(MeTHIAMHHO )- 7-0Kc0-7,8-muruaporupuao[ 2,3-d jnupumu quH-6 -1 ) peHwm ) -3 -
(3-uzonponmi-1-dpennn-1H-mupazon-5-mn)moueBnnsl B Gopme Oenoro TBepaoro BemectBa (0,12 T, BBIXOT
52%).

'H SIMP (400 MI'n, IMCO-de): & 8,90 (c, 1H), 8,82 (c, 1H), 8,68-8,60 (M, 1H), 7,92 (1, J=8, 8 I', 1H),
7,82-7,719 (m, 1H), 7,66 (c, 1H), 7,55-7,47 (m, 4H), 7,43-7,39 (m, 1H), 7,12 (g, J=12,4 T'n, 1H), 6,30 (c, 1H),
3,59-3,52 (m, 3H), 2,91-2,80 (M, 4H), 2,05 (c, 3H), 1,18 (m, J=7,2 T'u, 6H);

MC (ESI) m/z: 541,3 (M+H").

ITpumep 164.

[Mpumensis obmyro mpouenypy D, S-usonponmnmnzokcason-3-kapOokcmipHyto kucioty (0,0750 r, 0,483
Mmodb, 1,00 3kB.) 1 o6pazen A10 (0,192 r, 0,580 mmons, 1,20 3kB.) 00bequHSIM ¢ TONydeHUEM 1-(2-pTOp-4-
MeThI-5-(8-MeTui-2-(MeTHIITHO ) - 7-0Kco-7,8-nuruaponupu o[ 2,3-d jnupumuann-6-nm)dpennn)-3-(5-
M30IIPOIIMIIN30KCa30J1-3-mI)MO4YeBUHEI (63,5 T, BbIx0x 27%) B hopme rpsi3HO-0€I0r0 TBEPIOTO BEIIECTBa, KOTO-
pO€ HUCTOJIB30BANIH, KaK yKa3aHO B CICAYIOIIEH peaKIiH.

'H SIMP (400 MI'n, IMCO-de): & 9,79 (c, 1H), 8,91 (c, 1H), 8,79 (ymmp.c, 1H), 7,97 (n, J=8,4 I'n, 1H),
7,90 (c, 1H), 7,20 (m, J=12,4 T'u, 1H), 6,44 (c, 1H), 3,65 (c, 3H), 2,99 (c, J=7,2 I'n, 1H), 2,62 (c, 3H), 2,08 (c,
3H), 1,20 (#, J=6,8 I';, 6H);

MC (ESI) m/z: 483,3 (M+H").

Crnenys mporeaype, aHIOTHYHOW Tiporieaype B mpumepe Al, 1-(2-dprop-4-metnn-5-(8-metnn-2-
(MeTunTHO)-7-0KCc0-7,8-muruaponupuao| 2,3-d | mupuMuauH-6-1mt)heHnn)-3-(5-u30nmponuIm30Kca3on-3-
nn)mouesuny (0,0635 r, 0,13 Mmmonp) u 2,0M MeNH,/TT'® (0,66 mu, 1,3 MM0OITb) OOBEAUHSIHN C TIOTyYeHUEM |-
(2-dprop-4-metnn-5-(8-metun-2-(MeTHIIAMHHO )-7-0Kc0-7,8-auruaponupuio| 2,3-d Jnupumuins-6-1t) hern)-3-
(5-n3omponunuzokcazon-3-mwi)MoueBuHbl (38 Mr, BeIxox 62%) B (hopMe TBEpIOTrO BEIIECTBA CBETIIO-KEITOTO
IBETA.

'H SIMP (400 MI'ty, IMCO-de): & 9,77 (c, 1H), 8,75 (yump.c, 1H), 8,60 (c, 1H), 7,92 (n, ]=8.4 Tu, 1H),
7,80 (ymmp.xB, J=4,4 I'n, 1H), 7,68 (c, 1H), 7,16 (x, J=12,4 T'u, 1H), 6,45 (c, 1H), 3,60 (c, 3H), 2,99 (c, J=6,8
I'u, 1H), 2,90 (ymwp.n, J=4,4 I'u, 3H), 2,07 (¢, 3H), 1,20 (u, J=6,8 I'u, 6H);

MC (ESI) m/z: 466,2 (M+H").

ITpumep 165.

[Ipumensist obmryro mpornenypy D, S-uzonmpomnmim3okca3on-3-kapookcuinbHyo kucioty (0,075 1, 0,483
MMoutb, 1,00 skB.)  obpazernr A17 (0,203 r, 0,580 mmomb, 1,20 3kB.) 00BeAUHIN ¢ TIOTydeHUEM 1-(4-Xop-2-
(drop-5-(8-meTmin-2-(MeTUNTHO )-7-0KC0-7,8-muruaponupuno| 2,3-d mupumunua-6-wn)pennn )-3-(5-u3omnponu-
n30kca3on-3-mwi)moueBuHsl (0,113 r, Berxox 47%) B hopMme TBEpIOTO BEIIECTBA IPS3HO-0EIIOTO [IBETA.

'H SIMP (400 MI'n, IMCO-de): & 9,87 (¢, 1H), 8,97 (ymmp.c, 1H), 8,93 (c, 1H), 8,20 (n, J=8,8 I', 1H),
8,00 (c, 1H), 7,63 (1, J=10,8 'y, 1H), 6,54 (¢, 1H), 3,65 (¢, 3H), 3,00 (c, J=6,8 I'u, 1H), 2,62 (c, 3H), 1,20 (x,
J=7,2 T, 6H);

MC (ESI) m/z: 503,0 (M+H"), 505,0 (M+2+H").

Crenys mpoueaype, aHaJIOTHYHO onucaHHoi B mpumepe Al,1-(4-xiop-2-drop-5-(8-mMeTnin-2-(MeTHaTHO)-
7-okco-7,8-nurnaponupuno|2,3-dmupumuaua-6-nn)dpennn)-3-(5-u3onponmnsokcason-3-mi)mouesuny (0,113
r, 0,225 mmonp) u 2,0M MeNH/TT® (1,12 mu, 2,25 MMoib) 00beauHsIN ¢ TonydeHueM 1-(4-xiop-2-¢rop-5-
(8-meTHi-2-(MeTHIaAMUHO)- 7-0KCc0-7,8-nuruaponupuao| 2,3-d jnupumuanH-6-nm)pennn)-3-(5-n3onponui-
M30KCa307-3-mwi1)MoueBUHHI (52 MT, BBIXoa 48%) B popme TBepHoTO BemecTBa OJIeTHO-KEITOTO IIBETA.

'H SIMP (400 MI't, IMCO-dg): 8 9,85 (c, 1H), 8,94 (ymmp.c, 1H), 8,62 (c, 1H), 8,15 (1, J=8,8 I'u, LH),
7,88 (ymup.x8, J=4,8 I'u, 1H), 7,77 (¢, 1H), 7,58 (x, J=10,8 ', 1H), 6,46 (c, 1H), 3,59 (¢, 3H), 3,00 (c, J=6,8
I'u, 1H), 2,91 (1, J=4,8 I'y, 3H), 1,20 (#, J=6, 8 T', 6H);

MC (ESI) m/z: 486,2 (M+H"), 488,3 (M+2+H").

[Tpumep 166.

Cnenys obmemy criocody A, TROC-kapbamar coeaurenne u3 npumepa B18 (0,066 r, 0,21 Mmmoib) 1 00-
pazen A43 (0,076 r, 0,20 mMmonbs) oObeauHsIN C moxydeHueM 1-(3-tper-OyTHnusokcazon-5-m)-3-(5-(2-(3-
(AMMETHIaAMHHO )P OTIIMJIAMHHO-8-METHII-7-0KC0-7,8-muruaponupuo| 2,3-d jmupumuans-6-un)-2-hTop-4-
Metudenmn)moueuns! (0,022 1, Beixoq 20%) B popMe 6eoro TBEpAOTro BEIIECTBRA.

'H SIMP (400 MI'ty, IMCO-dq): 8 10,3 (c, 1H), 9,21 (M, 1H), 8,68-8,64 (m, 2H), 7,98 (M, 1H), 7,90 (z,
J=8,4 I'y, 1H), 7,70 (c, 1H), 7,18 (&, J=12,4 I'u, 1H), 6,00 (c, 1H), 3,63-3,51 (m, 3H), 3,44 (xB, J=6,8 I';, 2H),
3,14-2,98 (m, 2H), 2,77 (c, 6H), 2,28 (c, 3H), 2,08 (¢, 3H), 1,99-1,86 (M, 2H), 1,21 (c, 9H);

MC (ESI) m/z: 551,2 (M+H").

ITpumep 167.

O6pazerr All (0,125 1, 0,394 mmons, 1,00 5kB.) n anwmms (0,108 M, 1,18 mmois, 3,0 0 5kB.) 00BeAMHSITH
¢ NMP (4 mi1) n HarpeBaii B MUKPOBOJIHOBOH 1ieur B Tedenue 7 4 npu 220°C. [IpuOim3uTensHO Ha HONIOBHHY
3aBepuIeHHYyI0 peakiuio pasdasmsum H,O (40 mur) u skcrparupoBanu npu nomoru EtOAc (3x20 min). O6benn-
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HEHHBIC OpTraHndeckue BemecTBa nmpombiBaaun H,O (2x), caneBsiM pactBopoM (1x), cymmmmm (MgSO,), KOHIIeH-
TPUPOBAJIHM B BaKyyMe€ W OUMINAIM ITyTeM XpoMmarorpaduy Ha KOJOHKE IJIs OTroHa Jerkux ¢pakuuid (50:50
EtOAc/rexcans-100% EtOAc) c momydenunem 3-(5-amunHo-4-¢T0op-2-MeTrindenun)-1-metmi-7-((heHnnamMmHo)-
1,6-nadrupunun-2(1H)-ona (51 mr, Bexon 17%) B hopMe TBEpIOTo BelIEeCTBa IPSI3HO-0EI0TO LBETA.

'H SIMP (400 MI', IMCO-de): & 9,40 (c, 1H), 8,52, ¢, 1H), 7,70-7,64 (M, 3H), 7,31-7,27 (M, 2H), 6,95-
6,93 (m, 1H), 6,86 (1, J=12,0 I';, 1H), 6,68 (c, 1H) 6,59 (7, J=9,2 I'u, 1H), 4,91 (yump.c, 2H), 3,52 (¢, 3H), 1,96
(c, 3H);

MC (ESI) m/z: 375,2 (M+H").

[Ipumensis obmryto npouenypy A, TROC-kapbamar coennnenune u3 nmpumepa B18 (0,0431 1, 0,136 MMoub)
n 3-(5-amuHo-4-prop-2-metrndennn)- 1 -metnn-7-(heannamuno)- 1,6-nadptupuaua-2(1H)-or (0,0511 1, 0,136
MMOJIb) OOBEANHSIN C MOTY4YEHHEM KeTaeMoro npoaykra. IlomydeHHoe TakiuM 00pa3oM HEWTpalbHOE OCHOBA-
HHE TpeBpallaiid B cOlb Me3wnat, 1-(3-Tper-Oytminmzokcason-5-mn)-3-(2-drop-4-metnn-5-(1-metmn-2-okco-7-
(pennnamuno)-1,2-guruapo-1,6-madTupuaun-3-mwi)pennn)mouesuny (19 mr, Beixox 21%) B dopme TBepaoro
BEILlECTBA I'PS3HO-0EIJIOr0 IIBETA.

'H SIMP (400 MT'u, IMCO-dg): 8 10,30 (c, 1H), 9,55 (c, 1H), 8,69 (ymmp.c, 1H), 8,56 (c, 1H), 7,92 (x,
J=8,4T'n, 1H), 7,79 (c, 1H), 7,63 (nn, J=1,2 n 8,4 I'u, 2H), 7,34-7,29 (m, 2H), 7,19 (1, J=12,4 I'n, 1H), 6,98 (nx,
J=7,2u 13,6 I'y, 1H), 6,71 (c, 1H), 6,01 (c, 1H), 3,54 (¢, 3H), 2,30 (c, 3H), 2,10 (c, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 541,3 (M+H").

ITpumep 168.

O6pazerr Al1 (0,250 1, 0,787 mmomnb, 1,00 5kB.), henmtboponuctyio kuciory (0,115 r, 0,944 mmons, 1,20
9kB.) U 2M K,CO;3 (1,06 M, 2,12 MMonb, 2,70 3xB.) ooveaunsin B8 DME (0,90 mi) 1 mera3upoBaiu B aproHe,
3atem nobasisimu PA(PPh;), (0,0455 1, 0,0393 MMoub, 0,05 9KB.) 1 JaHHYIO CMECh IepEeMEIINBAIIN TIPH HarpeBa-
Hun nipu 90°C. Yepes 16 4 3aBeplICHHYIO PEaKIUIO OXJIaKAaIN 0 KOMHATHON TeMIepaTypsl, OOMIbHO pa30aB-
nsma EtOAc u dunsTpoBanu Ha Celite, mpombiBas ¢ 6osbmuM koamaectBoM EtOAc. O0bennHeHHbBIe GUIBTpa-
TBI IIPOMBIBAJIM COJIEBBIM pacTBOpoM (2x), cymmin (MgSOy), GriibTpoBany n BeIapUBaIIH 10 TOJYYEHUS TEM-
HO-OPaH)KEBOTO TBEpAOIro BemecTBa. Ero pactupamu B mopomok mpu noMommu XonogHoro EtOAc. Teepawlid
MIPOIYKT OTOUpanu GUIBTPOBAHUEM, OTPAHUICHHO MTPOMBIBAJIH C JieAsaHbiM EtOAc u cymmm Ha GuisTpe ¢ mo-
JTydeHueM xenaemoro npoaykra (0,112 r, Beixox 40%) B opMe TBEpAOTO BEIIECTBA 30JI0TUCTOTO I[BETA, KOTO-
PBIi IPUMEHSUIN, KaK OIMCAHO B CIIEIYIOIIEH PeaKInH.

'H SIMP (400 MI'ty, IMCO-de): & 8,96 (c, 1H), 8,26-8,23 (m, 2H), 7,93-7.91 (m, 2H), 7,55-7,45 (M, 3H),
6,89 (n, J=12,4 I', 1H), 6,63 (1, J=9,6 I'n, 1H), 4,96 (ymup.c, 2H), 3,75 (c, 3H), 1,98 (¢, 3H);

MC (ESI) m/z: 360,0 (M+H").

[Mpumenss o6myro npouenypy A, TROC-kapbamar coenunenue uz npumepa B13 (0,100 r, 0,317 mmonns,
1,00 2kB.) u 3-(5-amuno-4-¢prop-2-merundenmnn)-1-metmn-7-penun-1,6-naprupuans-2(1H)-on (0,114 1, 0,317
MMOJIb, 1,00 9KB.) 00BEAMHSIN C TIOTYICHUEM XKeTaeMoro npoaykra. [loydeHHOe TakuM 00pa3oM HEHTpaIbHOE
OCHOBaHHE MpEBpalaid B COlb Me3wnar, 1-(3-tper-Oytuim3okca3on-5-ui)-3-(2-prop-4-metnn-5-(1-metnn-2-
oKco-7-pernn-1,2-muruapo-1,6-madTupuana-3-mwi)penmn)moueBuHbl Me3unar (53 mr, Beixon 27%) B dopme
TBEPAOTO BEIleCTBA OEJIOTO IIBETA.

'H SIMP (400 MI'u, IMCO-dg) : 8 10,32 (c, 1H), 9,04 (c, 1H), 8,72 (ymmp.c, 1H), 8,26-8,23 (M, 2H), 8,03-
7,96 (m, 3H), 7,58-7,49 (m, 3H), 7,23 (n, J=12,0 I'y, 1H), 6,01 (c, 1H), 3,78 (c 3H), 2,29 (c, 3H), 2,12 (c, 3H),
1,21 (c, 9H);

MC (ESI) m/z: 526,2 (M+H").

ITpumep 169.

Crnenys obmemy crocoOy D, 3-tper-Oyrtui-1-mernn-1H-nupazon-5-kapookcunsayto kucioty (0,051 T,
0,28 mMmomb) 1 obpaszerr AS51 (0,096 r, 0,2 MMomb) 00BeUHIIM B mpucyTcTBUU TpuaTWwiamuHa (0,085 T, 0,84
mmonb) 1 audennndocdapmnazuaa (0,12 r, 0,42 mmoins) ¢ nosrydenneM 1-(3-tper-0yTHi-1-metnn-1H-musazon-
5-u1)-3-(2-dpTop-5-(8-u3onponmi-2-(MeTHIAMHHO)-7-0KCc0-7,8-quruaponupuio| 2,3-d |JnupuMuiuH-6-11)-4 -
MeTHI(GEeHUI)MOUEBHHEI B popme TBepaoro Oeroro semiectra (0,095 T, Beixox 65%).

'H SIMP (400 MTI'u, IMCO-dq): & 8,87 (c, 1H), 8,73 (c, 1H), 8,57 (¢ 1H), 7,92 (n, J=8,4 'y, 1H), 7,76-7,73
(M, 1H), 7,60 (c, 1H), 7,14 (n, J=12,4 Ty, 1H), 6,04 (c, 1H), 5,74 (ymup.c, 1H), 3,58 (c, 3H), 2,88 (u, J=4,4 I'L,
3H), 2,05 (c, 3H), 1,57-1,49 (M, 6H), 1,16 (c, 9H);

MC (ESI) m/z: 521,3 (M+H").

ITpumep 170.

Cnenys obmemy criocody D, obpasenr B30 (0,041 1, 0,24 mmonn) u obpaszerr AS1 (0,083 r, 0,24 MMoIb)
o0peauHsII B IpUCYTCTBUU TpudTuiaeHamuna (0,074 T, 0,73 Mmmonby) u audenmndocdapunazuma (90,1 r, 0,37
MMoOnb) ¢ nomyderueMm  1-(1-tper-Oyrtumin-1H-nupason-4-wmn)-3-(2-¢pTop-5-(8-u3onponmi-2-(MeTHIAMHHO)-7-
okco-7,8-guruaponupuno| 2,3-dJmupumuaun-6-ni)-4-MeTHIQEeHIIT)MOYEBHHBl B (hOpME TBEPIOTO BELIECTBA
oemoro 1BeTa (0,055 1, BeIXOT 45%).

'H IMP (400 MT'n, IMCO-de): 8,59 (c 1H), 8,52 (c, 1H), 8,36 (c, 1H), 7,88 (1, J=8,0 T'u, 1H), 7,73 (c,
1H), 7,71-7,68 (m, 1H), 7,55 (¢, 1H), 7,34 (c, 1H), 7,05 (n, J=12,4 T'u, 1H), 5,69-5,66 (m, 1H), 2,84 (1, J=4,4 'L,
3H), 1,99 (c, 3H), 1,52-1,51 (M, 6H), 1,40 (c, 9H);
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MC (ESI) m/z: 507,2 (M+H").

ITpumep 171.

[Ipumensis oburyro mpouenypy B, kapbamar coemunenus uz npumepa B21 (0,100 r, 0,321 mmons, 1,00
9KB.) U obpazen; A44 (0,100 T, 0,321 mmoms, 1,00 3kB.) 0ObeauHIM ¢ TIOTydeHHEM 1-(4-meTri-3-(8-MeTwi-2-
(MeTrnTHO)-7-0KC0-7,8-muruaponupuao| 2,3-d jmupumMuaua-6-wmn)dhermn)-3-(1-bennn-3-(tpudropmernn)- 1 H-
npazon-5-min)moueBuHs (0,1231 1, Beixog 68%) B opMe O5IeTHO-KENTOTO TBEPIOTO BEIIECTBA, KOTOPOE MPH-
MEHSTH, KaK OIIMCAaHO B CIIEAYIOIMIECH peaKIi.

'H SIMP (400 MI'ry, IMCO-de): 8 9,12 (c, 1H), 8,91 (c, 1H), 8,72 (c, 1H), 7,89 (c, 1H), 7,65-7,55 (M, SH),
7,38 (ymwp.c, 1H), 7,25 (ymmup.z, J=8,8 I'n, 1H), 7,18 (1, J=8,4 I'ny, 1H), 6,86 (c, 1H), 3,67 (c, 3H), 2,63 (c, 3H),
2,08 (c, 3H);

MC (ESI) m/z: 566,2 (M+H").

Crnenyst mpouenype, aHaJIOTHYHO omnucaHHoW B npumepe Al, 1-(4-mermn-3-(8-meTwin-2-(MeTHnTHo)-7-
okco-7,8-guruaponupuno| 2,3-d Jmupumuaus-6-ui)dpennn)-3-(1-pennn-3-(tpudropmernn)-1 H-nupazon-5-
win)mouesuny (0,1231 1, 0,218 mmons) 1 2,0M MeNH,/TT'® (1,088 mu, 2,177 MMOITh) OOBEIUHSIIN C TTOTyYCHH-
em 1-(4-mermin-3-(8-meTuin-2-(MeTHIaMruHo)-7-0kco-7,8-muruaponupuno|2,3-d jnupumuaun-6-ni) dennn)-3-(1-
¢enmn-3-(tpudropmernn)- 1 H-mupazon-5-un)moueBunsl (93 mr, Berxon 78%) B hopme Gesroro TBepAOTo Berie-
CTBA.

'H SIMP (400 MI'u, IMCO-de): & 9,08 (c, 1H), 8,69 (c, 1H), 8,59 (c. 1H), 7,81 (ymmp.xB, J=4,4 T, 1H),
7,66 (c, 1H), 7,63-7,52 (M, 5H), 7,30 (m, J=2,0 I'y, 1H) 7,21 (an, J=2, 0 u 8,4 I'y, 1H), 7, 43 (m, J=8,4 T'n, 1H),
6,85 (c, 1H), 3,59 (c, 3H), 2,90 (ymup.a, J=4,8 I'y, 3H), 2,05 (c, 3H);

MC (ESI) m/z: 549,3 (M+H").

ITpumep 172.

Cnenys obmemy crioco0y C, TROC-kapbamar coequaenne u3 npumepa B18 (150 mr, 0,475 mMois) 1 00-
pasert A27 (142 wmr, 0,475 MMob) 00beqUHSITH ¢ TonyderueM 1-(5-(7-amuHo- 1 -MeTmi-2-okco-1,2-nuruapo-1,6-
HadTupunun-3-mn)-2-prop-4-metrindenun)-3-(3-tpeT-0yTrianzoxcaszoin-5-una)modeBunsl (105 mr, Beixox 48%).

'H SIMP (400 MT', IMCO-dg): & 10,31 (c, 1H), 8,67 (¢, 1H), 8,33 (c, 1H), 7,88 (x, J=8,5 'y, 1H), 7,66 (c,
1H), 7,16 (x, J=12,3 I'u, 1H), 6,54 (c, 2H), 6,26 (c, 1H), 6,01 (c, 1H), 3,47 (¢, 3H), 2,08 (c, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 465,2 (M+H").

ITpumep 173.

Crnenyst obmemy crocody D, obpaszer; B3O (150 mr, 0,892 mmons), Tpustwinamud (104 mr, 1,03 MMons) u
obpazerr A17 (313 wmr, 0,892 mmonb) obweauHsIM ¢ ToimydeHueMm 1-(1-tper-OyTmi-1H-nmupazon-4-mm)-3-(4-
xJ0p-2-PTop-5-(8-MeTHI-2-(METHITHO )-7-0KCO-7,8-muruaporupuao[ 2,3 -d |mupuMu IuH-6-11) € HIIT )MOYESBHHBI
(143 wr, Berxox 31%).

Crnenys mporenype, aHalOTHIHO omucanHod B mpumepe Al 1-(1-tper-Oytmn-1H-mupazon-4-wmm)-3-(4-
xJop-2-PpTop-5-(8-MeTH-2-(METHITHO )-7-0KCO-7,8-muruaporupuao[ 2,3 -d |nupuMu iH-6-11) e HIIT)MOYECBHHY
(143 mr, 0,277 mmomb) U 2,0H. 0OBEIUHSIN U OYHIIAIH ITyTeM 0OparieHHo-(pa30Boil XxpoMaTorpaduu (KOJIOHKA
Biotage C18-25, 0-100% aneronutpmin/Boaa - 750 mui), oopadatsiBamu 10% pacTBopoMm kapOoHaTa Kamus (2 Mir)
W OCTaBIISUIM Ha BpeMs JUIsI MpeUUunuTaiun. TBepaoe BEIecTBO OTOMpad QHITPOBAHUEM, IPOMBIBAIU BOJON
(2x5 ™M) W cymmM TIpE BBICOKOM BakyyMme ¢ monyderueM 1-(1-tpet-Oytun-1H-nmupason-4-wmn)-3-(4-xmop-2-
¢dbrop-5-(8-meTrn-2-(MeTHIaAMHUHO)-7-0KC0-7,8-muruaponupuno| 2,3-d jmupumMuanH-6-11) peHnn)ModeBUHEL (59
MT, BBIXOJ 42%).

'H SIMP (300 MTI't, IMCO-de): & 1,45 (c, 9H), 2,90 (c, 3H), 3,51-3,59 (m, 3H), 7,38 (c, 1H), 7,52 (x,
J=10,9 I'u, 1H), 7,75 (c, 1H), 7,78 (¢, 1H), 7,86 (ymup.c, 1H), 8,20 (1, J=8,9 I'y, 1H), 8,62-8,69 (M, 2H), 8,70-
8,72 (M, 1H);

MC (ESI) m/z: 499,2 (M+H").

IIpumep 174.

Crnenys obmemy crioco0y D, o6paszert B30 (0,041 1, 0,24 mmons) u obpasenr A26 (0,076 T, 0,24 Mmmodb) B
npucyTcTBUH TpudTIIamuHa (0,074 r, 0,75 mmois) u mudennndocdapunazuaa (0,1 r, 0,37 MMOITb) 0OBEAMHSITH
¢ mnomyuenueM 1-(1-tper-OyTui-1H-mupazon-4-mn)-3-(2-prop-4-metnn-5-(1-metnn-7-(MeTUIAMHHO )-2-0KCO-
1,2-guruapo-1,6-nadTupumTH-3-1) heHIIT)MOYeBUHEI B opme TBepaoro BemecTra (0,055 r, Berxon 47%).

'H SIMP (400 MI't, IMCO-dq): & 8,63 (c, 1H), 8,38 (c, 2H), 7,94 (1, J=8,8 I';, 1H), 7,78 (c, 1H), 7,65 (c,
1H), 7,36 (¢, 1H), 7,10 (7, J=12,4 I'n, 1H), 7,04-7,00 (M, 1H), 6,17 (c, 1H), 3,50 (c, 3H), 2,85 (x, J=4,8 'y, 3H),
2,05 (c, 3H), 1,45 (c, 9H);

MC (ESI) m/z: 478,3 (M+H").

ITpumep 175.

Crnenys obmemy criocody D, obpazer; B30 (0,027 1, 0,161 mmoinb) u o6pazen AS3 (0,0925 , 0,24 MMoIh)
o0beanHsuH ¢ osrydenueM 1- (1-tper-Oytun-1H-nupazon-4-umn) -3-(5-(7-(3-(auMeTHIaMHUHO )TPOTTHIIAMHUHO)- 1 -
MeTHI-2-0Kco-1,2-quruapo-1,6-naptupunui-3-mi)-2-ptop-4-metmndenmn)moueBuasl (0,029 r, Bexon 33%).
Ee npeBparmanyu B COOTBETCTBYIOIILYIO COIb Onc-Me3unar myTem pearupoanust ¢ MsOH (2,0 3kB.).

'H SIMP (400 MI'ty, IMCO-dy): & 8,49 (c, 1H), 8,00 (1, J=8,4 T'u, 1H), 7,76 (c, 2H), 7,38 (c, 1H), 7,33 (1,
J=8,4 T'n, 1H), 7,17-7,10 (M, 1H), 6,46 (c, 1H), 3,53 (c, 3H), 3,43 (m, 2H), 3,18-3,09 (M, 2H), 2,79 (c, 6H), 2,35
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(c, 6H), 2,06 (c, 3H), 1,96-1,89 (M, 2H), 1,45 (c, 9H);

MC (ESI) m/z: 549,3 (M+H").

IIpumep 176.

Cnenys obmemy ciocody C, TROC-kap6amar coenunenne u3 npumepa B18 (0,66 r, 1,9 mmons) u o6pa-
3err A42 (0,68 T, 2,09 MMoib) oObeauHsIIM ¢ TIomydeHueM 1-(3-tper-OyTmnm3okca3on-5-un)-3-(2-prop-5-(8-
M30MPOITHII-2-(METHIITHO )-7-0KCO-7,8-muruaponupuo| 2,3 -d | mupuMuanH-6-11)-4-Me THI( SHIIT )MOYEBUHBI
(0,44 1, Be1xXO# 44%).

'H SIMP (400 MI'i, IMCO-de): & 10,3 (c, 1H), 8,88 (c,1H), 8,70 (ymmp.c, 1H), 7,94 (n, J=9 I'y, 1H), 7,85
(c, 1H), 7,20 (n, J=12 T'u, 1H), 6,00 (c, 1H), 5,75 (m, 1H), 2,61 (c, 3H), 2,07 (c, 3H), 1,55 (n, J=6 I'u, 6H), 1,21
(c, 9H);

MC (ESI) m/z : 525,3 (M+H").

Crenyst mpouenype, aHaJJOTHYHO ONMUCAaHHOM B mpuMmepe Al, OKHCIIEHHE IPOMEXYTOYHOTO cyiabduaa M-
XIIBK cnemoBaio 3a peaknueii ¢ U30BITKOM (S)-aTaHUHONOM, AaBas Ha Bexone (S)-1-(3-TpeT-OyTHin3okca3on-
5-u1)-3-(2-¢dTop-5-(2-(1-ruapoxcunpomnan-2-UIaMHuHO )-8-U30TPOIHII- 7-0Kco-7,8-murunponupuao| 2,3-d mupu-
MUIUH-60-101)-4-MeTHI eHIT )MOYeBUHY (BBIX01a 33%).

'H SIMP (400 MI'n, IMCO-dq): & 8,75 (c, 1H), 8,58 (c, 1H), 7,86 (1, J=9 T'u, 1H), 7,61 (c, 1H), 7,55 (M,
1H), 7,15 (#, J=12 I'u, 1H), 6,00 (c, 1H), 5,71 (yuup.c, 1H), 4,75 (ymmp.c, 1H), 4,03 (m, 1H), 3,50 (m, 1H), 3,35
(M, 1H), 2,07 (¢, 3H), 1,55 (1, J=6 I'y, 6H), 1,21 (c, 9H), 1,16 (&, J=6 T'u, 3H);

MC (ESI) m/z: 525,3 (M+H").

ITpumep 177.

Crnenys obmemy crioco0y B, kapbamat coenuuenns u3 nmpumepa B2 (120 mr, 0,506 mmons) u obpazerr A28
(168 mr, 0,506 MMob) 00BbemuHSIIH ¢ TIonydeHueM 1-(3-TpeT-0yTui-1-metun-1H-nmupazon-5-wmn)-3-(4-xmop-2-
drop-5-(1-meTmin-7-(MeTunamMune)-2-0kco- 1,2-nuruapo- 1,6-aadpTupu -3 -wn)dheHmwn)MoueBiHbl (128 Mr, BbI-
x071 49%).

'H SIMP (300 MT', IMCO-dg): & 1,16 (c, 9H), 2,85 (¢, 3H), 3,49 (c, 3H), 3,56 (c, 3H), 6,05 (c, 1H), 6,16
(c, 1H), 7,09-7,11 (m, 1H), 7,53-7,56 (M, 1H), 7,72 (¢, 1H), 8,15-8,17 (m, 1H), 8,39 (c, 1H), 8,93-8,94 (m, 2H);

MC (ESI) m/z: 512,3 (M+H").

ITpumep 178.

Crenys obmemy cnocody C, TROC-kapbamat coenunenus u3 npuMepa B18 (0,080 r, 0,25 mmonb) n 00-
pasen A28 (85 mr, 0,25 MMonb) oObeaAnHsIIH C mosrydeHueM 1-(3-Tper-OyTuimusokca3on-5-mi)-3-(4-xmop-2-
drop-5-(1-meTmin-7-(MeTUIIaMHUHO )-2-0KCc0- 1 ,2-murunpo- 1,6-madtupuans-3-un)dermn)moueBuab! (0,050 T, BBI-
xox 40%).

'H SIMP (400 MI'n, IMCO-de): & 10,4 (c, 1H), 8,86 (ymmp.c, 1H), 8,40 (c, 1H), 8,12 (n, J=8,4 I'y, 1H),
7,75 (c, 1H), 7,58 (&, J=10,4 T'm, 1H), 7,11 (xB, J=4,8 'y, 1H), 6,17 (¢, 1H), 6,03 (c, 1H), 3,50 (c, 3H), 2,86 (x,
J=4,8 Ty, 3H), 1,21 (c, 3H);

MC (ESI) m/z: 499,2 (M+H").

ITpumep 179.

Crenys obmemy criocoOy B, kapbamat S-tper-Oytmim3sokcazon-3-amuna (70 mr, 0,31 MMoinb) 1 oOpasen
A29 (99 wr, 0,31 MMoiB) 00BEaUHSLIN ¢ TIOTydeHHeM -(5-TpeT-OyTHin3zokcason-3-muin)-3-(4-xaop-5-(1-atun-7-
(MeTmnaMuHo)-2-0kco-1,2-muruapo-1,6-naprupuans-3-mn)-2-propdenun)modesunst (0,15 r, Berxox 100%).

'H SIMP (400 MT't, IMCO-de): & 9,91 (ymmp.c, 1H), 8,89 (ymmp.c, 1H), 8,42 (c, 1H), 8,11 (m, 1H), 7,83
(c, 1H), 7,38 (an, J=9,6 n 10,8 I', 1H), 7,13 (x8, J=4,8 ', 1H), 6,46 (c, 1H), 6,17 (ymmp.c, 1H), 3,50 (c, 3H),
2,85 (1, J=4,8 I', 3H), 1,26 (c, 9H);

MC (ESI) m/z: 483,3 (M+H").

ITpumep 180.

Cnenys obmemy criocody D, 1-mernn-1H-nmpason-5-kapOokcmibayto kucioTy (150 mr, 1,19 mmons) u
obpazenr A3 (376 wmr, 1,19 mMMoiyp) mpeBpamaiy B MPOMEKYTOUHBIA TPOaykT 1-(2-¢prTop-5-(8-meTmn-2-
(MeTunTHO)-7-0KC0-7,8-muruaponupuao| 2,3-d | mupumunuH-6-wmi)dpenwn)-3-( 1 -metun- 1 H-mupa3zon-5-uim)mode-
BuHY (487 mr, BeIX0A 93%). DTOT IPOMYKT Aajiee MOABEPTal MPEBPALICHUIO, CIEeIys IPOIeaype, aHAJOTHIHO
onricanHo# B mpumMepe Al ¢ 2,0, metmwiamuaoMm B TT'® (5,5 mu, 11,1 mmons), ¢ monyaerneM 1-(2-¢prop-5-(8-
MeTHII-2-(METUIIAMHHO)-7-0Kc0-7,8-muruaponupuno| 2,3-d jnupumunna-6-mn)denmn)-3-(1-metnn-1 H-nupazon-
5-un) MoueBuHEI (48 Mr, BEIXOT 9%).

'H SIMP (300 MT't;, IMCO-dg): § 2,93 (c, 3H), 3,59 (m, 3H), 3,74 (c, 3H), 6,27 (c, 1H), 7,27-7,30 (m, 2H),
7,41 (c, 1H), 7,92 (c, 1H), 8,20 (ymmp.c, 1H), 8,36-8,38 (M, 1H), 8,75 (¢, 1H), 9,20 (c, 1H), 9,73 (c, 1H);

MC (ESI) m/z: 423,3 (M+H").

ITpumep 181.

Crnenys obmemy criocody D, oopazenr B32 (150 mr, 0,585 mmons) u obpasery AS7 (165 mr, 0,585 MMos)
00BEeIMHSITN ¥ OYHIIAIN IIyTeM XpoMmaTorpadun (kosonka Biotage Si-25, 50-100% stumarerar), 9To qaBajio Ha
BbIXoge  1-(2-TpeT-OyTHin-4-hennamupuMuanH-S-un)-3-(3-(8-MeTnn-2-(MeTUIaMHHO )- 7-0KCO- 7, 8- TUTUIPOTIH-
puno[2,3-dJnupumuanH-6-11)peHnT)MOUEBHHY B popMe NeHBI rpsa3H0-0emnoro nsera (81 mr, Berxox 25%).

'H SIMP (300 MI't, IMCO-dg): & 1,37 (c, 9H), 2,90 (c, 3H), 3,52-3,59 (M, 3H), 7,21-7,31 (M, 2H), 7,43-
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7,57 (m, 4H), 7,70-7,88 (m, SH), 8,11 (c, 1H), 8,62-8,70 (M, 1H), 9,07 (¢, 1H), 9,19 (c, 1H);

MC (ESI) m/z: 535,2 (M+H)).

ITpumep 182.

Cnenys obmemy crioco0y G, obpaszert B32 (150 mr, 0,585 mmois) n o6paszernr A10 (193 mr, 0,585 Mmoitb)
00BEIMHSITN C TTOyYSHHEM MTPOMEXYTOUHOTO Cynbduaa (224 mr, Berxox 65%). Cienys npouenype, aHaIoru4-
HO omnrcaHHOW B ipuMepe Al, cyapdua u 2,08, metunamuaa B TT'® (1,917 mi, 3,83 MMoiIb) 00BEIUHSIN C TIO-
nydyeHueM  1-(2-tpeT-0yTrin-4-heHnmupuMuanH-5-1n)-3-(2-pTop-4-MeTHI-5-(8-MeTHII-2-(METHIITHO )-7-0KCO-
7,8-muruaponupuno|2,3-d|mupumunud-6-ni)penmn)modeBuHs (150 mr, Beixom 69%).

'H SIMP (300 MTI't, IMCO-de): & 1,35 (c, 9H), 2,05 (c, 3H), 2,90 (c, 3H), 3,52-3,59 (m, 3H), 7,11 (z,
J=12,4 T'n, 1H), 7,51-7,91 (M, 8H), 8,54 (c, 1H), 8,59-8,64 (m, 1H), 8,93 (c, 1H), 9,02 (c, 1H);

MC (ESI) m/z: 567,3 (M+H").

ITpumep 183.

Crnenys obmemy crocody D, obpasen; B32 (61 mr, 0,237 mmons) u obpazen A26 (74 wmr, 0,2 37 MMoIB)
o0beaMHsUIM ¢ TonydeHueM  1-(2-tper-OyTmin-4-GpenmmupuMuani-S-mn)-3-(2-grop-4-metmn-5-(1-merun-7-
(MeTHIaMuHO)-2-0kco-1,2-murnapo-1,6-napTupuans-3-mn)peHmn)MoueBiHb (69 Mr, BExox 51%).

'H SIMP (300 MI';, IMCO-de): & 1,35 (c, 9H), 2,05 (c, 3H), 2,84 (c, 3H), 3,49 (c, 3H), 6,16 (c, 1H), 7,03-
7,04 (m, 1H), 7,09-7,12 (m, 1H), 7,51-7,57 (m, 3H), 7,64 (¢, 1H), 7,71-7,74 (m, 2H), 7,89 (1, J=8,5 ', 1H), 8,38
(c, 1H), 8,53 (c, 1H), 8,92 (c, 1H), 9,02 (c, 1H);

MC (ESI) m/z: 566,2 (M+Na").

ITpumep 184.

Cnenys obmemy cmoco0y F, obpazenr A39 (0,100 r, 0,319 mMmonp) BCTymaid B peakmuio C 1-
n3ormanaronadtamuaom (0,054 T, 0,319 MMoITB) B dTHIIAIIETaTe P KOMHATHOW TeMmIeparype B TedeHue 14 4,
obpazys 1-(2-prop-4-metnn-5-(8-meTir-2-(MeTHIaMUHO)-7-0Kc0-7,8-muruaponupuao| 2,3-d |mupumMu tuH-6-11)
¢ennn)-3-(nadranus-1-um)moueBuny (0,052 r, Berxon 33%).

'H SIMP (400 MT';, IMCO-dy): 8 9,12 (c, 1H), 9,00 (yurmp.c, 1H), 8,60 (c, 1H), 8,15 (z, J=8 'y, 1H), 8,03
(n, J=9 I'n, 1H), 8,00 (&, J=8 ', 1H), 7,91 (n, J=9 I', 1H), 7,80 (m, 1H), 7,69 (c, 1H), 7,63-7,4 (m, 4H), 7,16 (x,
J=12 T, 1H), 5,75 (c, 1H), 3,60 (ymmp.c, 3H), 2,90 (x, J=5 I'n, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 483,3 (M+H").

ITpumep 185.

Crenys mpouenype, aHaJoTn4HO onucaHHoOH B mpumepe 186, (R)-1-(3-Tper-OyTunuzokcazon-5-mn)-3-(2-
¢drop-5-(2-(1-runpokcu-3-MeTHI0yTaH-2-MITAMHUHO )-8-METHII-7-0KCO-7,8-muruaponupuao[ 2,3-d jnrupumuaua-6-
nn)-4-MeTHIeHIT)MOUEBUHY TOTOBWIM M3 Kapbamara B18, coenmnenne u3 mpumepa A10 u R(-)2-amunO-3-
MeTwI-1-0yTaHona.

'H SIMP (400 MTI'u, IMCO-de): & 8,67 (c, 1H), 8,61 (m, 1H), 7,88 (1, J=9 I'u, 1H), 7,64 (m, 1H), 7,57 (z,
J=9 I'u, 1H), 7,16 (1, J=12 I'n, 1H), 6,10 (c, 1H), 4,59 (M, 1H), 3,97 (M, 1H), 3,56 (c, 3H), 3,52 (M, 2H), 2,08 (c,
3H), 1,98 (m, 1H), 1,22 (c, 9H), 0,91 (m, 6H);

MC (ESI) m/z: 552,2 (M+H").

ITpumep 186.

Crenys obmemy cniocody C, TROC-kapbamar n3 npumepa B18 (0,5 1, 1,58 mmous) u o6pazer; A10 (0,52
r, 1,58 MMonb) 00beuHsIM ¢ oxydeHueM 1-(3-tper-OyTnnm3okcason-5-mn)-3-(2-prop-4-metnn-5-(8-metmin-2-
(MetmTHO)-7-0KC0-7,8-muruaporupuno| 2,3-d jmupumunua-6-wn)permn)moueBussl (0,44 T, BBIXOA 56%).

'H SIMP (400 MT';, IMCO-dg): & 10,3 (yump.c, 1H), 8,9 (c, 1H), 8,70 (ymmp.c, 1H), 7,94 (z, J=9 I'u, 1H),
7,88 (c. 1H), 7,20 (&, J=12 ', 1H), 6,00 (c, 1H), 3,64 (¢, 3H), 2,61 (c, 3H), 2,07 (c, 3H), 1,21 (c, 9H);

KX-MC (ESI m/z, M+H) 497,2.

Crnienys mporienype, aHaJOTHIHOHN omnrcaHHOl B mpuMepe Al, cynmbdun moasepranu okucieHno M-XI1BK
1 BO3JEUCTBHIO N30BbITKA S(+)2-aMHHO-3-MeTHII-1-0yTanona ¢ oopazoBanueM (S)-1-(3-TpeT-OyTHIIN30KCa3051-5-
nn)-3-(2-prop-5-(2-(1-ruapokcu-3-MeTHII0y TaH-2 -UIaMHHO )-8-METHII- 7-0KCc0-7,8-muruaponupuao| 2,3-d jmupu-
MUANH-60-1101)-4-MeTHII(eHIIT ) MOUeBUHBI (BBIX0X 47%).

'H SIMP (400 MTI'u, IMCO-de): & 8,67 (c, 1H), 8,61 (m, 1H), 7,88 (1, J=9 I'u, 1H), 7,64 (M, 1H), 7,57 (z,
J=9 I'y, 1H), 7,16 (m, J=12 I'u, 1H), 6,10 (c, 1H), 4,59 (M, 1H), 3,97 (M, 1H),3,56 (c, 3H), 3,52 (M, 2H), 2,08 (c,
3H), 1,98 (m, 1H), 1,22 (c, 9H), 0,91(m, 6H);

MC (ESI) m/z: 552,2 (M+H").

ITpumep 187.

Crenys obmemy cnocody C, TROC-kapbamat coenunenus u3 npuMepa B18 (0,091 r, 0,29 mmons) n 00-
pazen A33 (0,1 r, 0,29 mMmonp) oObeauHsUIM ¢ noydeHHeM |-(3-TpeT-OyTrim3okcaszon-5-mi)-3-(4-xop-5-(1-
9THI-7-(METHIAMHUHO)-2-0KC0- 1,2-urunpo-1,6-Had rupunmn-3-nn)-2-propdenun)moyeBuHsl B Gopme Oenoro
tBepaoro BemecTra (0,051 r, Bexon 35%).

'H SIMP (400 MI'ty, IMCO-dq): & 8,56 (c, 1H), 8,41 (c, 1H), 8,11 (1, J=8,8 ', 1H), 7,74 (c, 1H), 7,57 (n,
J=10, 8 T'u, 1H), 7,07-7,04 (m, 1H), 6,23 (c, 1H), 6,02 (c, 1H), 4,13 (xB, J=7,2 T'n, 1H), 2,86 (1, J=4,8 'y, 3H),
1,21-1,17 (m, 12H);

MC (ESI) m/z: 513,3 (M+H").
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ITpumep 188.

Crenys obmemy cnocody C, TROC-kapbamat coenunenus u3 npuMepa B18 (0,091 r, 0,29 mmons) n 00-
paszerr A31 (0,09 1, 0,28 MMoib) o0benuHsIN ¢ TosydeHueM 1-(5-(7-amuHo-1-3THII-2-0KCO-1,2-murnapo-1,6-
HadTUpHINH-3 -1)-2-(hTop-4-MeTrndeHmn)-3-(3-TpeT-0y THIIN30KCca3051-5-MI)MOYEBHHEI B (hopMe OEIIoTo TBEp-
noro Bemectsa (0,12 T, Berxox 87%).

'H SIMP (400 MI'ty, IMCO-dq): & 10,3 (c, 1H), 8,66 (c, 1H), 8,34 (c, 1H), 7,37 (n, J=8,4 I'n, 1H), 7,65 (c,
1H), 7,16 (m, J=12,0 I'u, 1H), 6,49 (c, 1H), 6,33 (¢, 1H), 6,01 (¢, LH), 4,09 (xB, J=7,2 T'n, 1H), 2,07 (c, 3H),
1,21-1,18 (m, 12H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 189.

Crenys oOmemy ciocody B, kapbamar 5-tpet -Oytunusokcazon-3-amuna (70 mr, 0,31 MMoub) 1 obpasen
A47 (108 mr, 0,31 Mmoub) 0ObeUHSIIN ¢ TIOTydeHueM 1-(5-Tper-OyTunusokca3on-3-un)-3-(4->tun-2-¢prop-5-
(8-meTnin-2-(MeTHaTHO)-7-0KCO-7,8-Iuruaponupuno| 2,3-d jmupumunun-6-mn)herna)moueBuHs! (0,085 1, BEIXOA
53%).

MC (ESI) m/z: 511,2 (M+H").

Crienys mpoueaype, aHaJOorHYIHO onucaHHou B mpuMepe Al, 1-(5-tper-OyTmimzokcazon-3-mm)-3-(4-3Tui-
2-prop-5-(8-meTnn-2-(MeTUIATHO )-7-0KC0-7,8-muruaponupuao| 2,3-d jmupuMuauH-6-111 ) e HIIT )MOYEBUHY
(0,085 1, 0,17 mmoup) obpadateiBanu M-XIIBK (70 Bec.%, 0,049 1, 0,20 MMoib), a 3aTeM N-METHIAMHHOM
(2,0M B TT'®, 0,34 M, 0,67 MMob) ¢ onydeHueM 1-(5-Tper-OyTrnm3okca3on-3-ui)-3- ( 4-atun-2-gprop-5- (8-
MeTHIT-2-(METHIIAMHHO )-7-0KCc0-7,8-muruaponupuio| 2,3 -d [mupumunua-6-wn)pennn)ModeBUHBI (72 MT, BBIXOJ
88%).

'H IMP (400 MTI';, IMCO-dg, ocHoBHOM potomep): 6 9,79 (¢, 1H), 8,76 (ymmp.c, 1H), 8,60 (c, 1H), 7,88
(m, J=8,4 I'n, 1H), 7.81 (xB, J=4,4 I'y, 1H), 7,67 (c, 1H), 7,18 (7, J=12,4 I'u, 1H), 6,43 (c, 1H), 3,59 (¢, 3H), 2,91
(n, J=4, 4 I'u, 3H), 2,38 (xB, J=7,6 I'n, 2H), 1,25 (¢, 9H), 1,02 (T, J=7, 6 I'y, 3H);

MC (ESI) m/z: 494,0 (M+H").

ITpumep 190.

Crenys obmemy crocody C, TROC-kapbamar coeannenus u3 npumepa B18 (212 mr, 0,672 mmous) 1 00-
pazen A44 (150 mr, 0,480 MMOIIB) OOBEIMHSIN U OYHIIAIH [IPU TOMOIIN OOpalieHHO-(a30Bol Xpomarorpadun
(xomonka Biotage Si-25, 25-85% nstumanerar/I'eke) ¢ obpa3zoBaHHEM NPOMEXKYTOUHOTO cyiabdpuma 1-(3-tper-
OyTuiIm30KCa30-5-nn)-3-(4-mMetni-3-(8-meTui-2-(MeTHITHO ) - 7-0KCc0-7, 8- muruaporupuao| 2,3-d jmupuMu guH-6-
wn)peHnT)ModeBUHHI (68 Mr, BBIXOT 29%).

Crenys mporenype, aHaJOTHYHO oOmNHMcaHHOH B mpumepe Al, 1-(3-tper-OyTmimzokcazon-5-um)-3-(4-
MeTHI-3-(8-MeTHI-2-(MEeTHIITHO )-7-0KC0-7,8-muruapornupuao| 2,3-d jrupumuaua-6-un )G eHmn ) MoueBuHy (56 mr,
0,117 mmons) u 2,0H. metwnamua B TI'® (0,71 mu, 1,421 mmonb) oObenuHsATN ¢ moiydeHuem 1-(3-Tpet-
OyTuinzoxcazoin-5-mui)-3-(4-metuin-3-(8-meTun-2-(MeTuIIaMruHO )-7-0kco-7,8-auruaponupuno| 2,3-d jrupumu-
JTMH-6-11)(eHmT)MoUeBUHEI (29 Mr, BeIXOX 44%).

'H SIMP (300 MI';, IMCO-de): & 1,46 (c, 9H), 2,04 (c, 3H), 2,89 (c, 3H), 3,52-3,60 (v, 3H), 5,74 (c, 1H),
7,08-7,10 (m, 1H), 7,22-7,25 (m, 1H), 7,33-7,36 (m, 2H), 7,65 (c, 1H), 7,78 (c, 1H), 7,68-7.82 (M, 1H), 8,25 (c,
1H), 8,53 (c, 1H), 8,60-8,65 (M, 1H);

MC (ESI) m/z: 462,3 (M+H").

ITpumep 191.

Cnenys obmemy crioco0y D, obpaszert B30 (150 mr, 0,585 mmoins) n obpasenr A44 (165 mr, 0,585 MMotb)
00BeANHSIIN ¢ 00pa30oBaHWEM MPOMEXYTOUHOTO cynbduma, 1-(1-tper-0yTnn-1H-nupazon-4-wum)-3-(4-metmn-3-
(8-MeTmin-2-(MeTrITHO)-7-0KC0-7,8-muruaponupuno| 2,3 -d [mupumunua-6-ni)peHun)ModeBUHBL (56 MT, BBIXOJ
24%). Cnenys npoueaype, aHaJIOTHIHO onucaHHOH B mpumepe Al, aToT cymsdun (56 mr, 0,117 mmoins) 00be-
nmuasum ¢ 2,08, MmetuinamuaoMm B TT'® (0,59 mur, 1,173 MMoutb) ¢ TosydeHHeM skelaemMoro mpoaykra 1-(1-tpet-
Oyrui-1H-tmpazon-4-un)-3-(4-metnn-3-(8-MeTmi-2 -(MeTHIIaMUuHO ) - 7-0Kco-7,8 - muruaponupuao| 2,3-d Jmupu-
MUIMH-0-11) peHn)ModeBUHBI (43 Mr, BeIxox 80%).

'H SIMP (300 MTI'n, JIMCO-de); & 1,22 (¢, 9H), 2,06 (c, 3H), 2,90 (¢, 3H), 3,53-3,60 (M, 3H), 6,01 (c, 1H),
7,14-7,16 (n, 1H), 7,27-7,29 (a, 1H), 7,34 (c, 1H), 7,67 (¢, 1H), 7,63-7,81 (M, 1H), 8,60-8,65 (m, 1H), 8,74 (c,
1H), 10,06 (c, 1H);

MC (ESI) m/z: 461,2 (M+H").

ITpumep 192.

Crnenys obmemy crioco0y F, 1-u3ormanaro-3-metunodenson (42 mr, 0,32 Mmmons) u obpaser; A39 (100 wr,
0,32 MMoIb) B IpUCYTCTBUU THpuArHA (52 MK, 0,64 MMOb) 00BeaUHUIN ¢ TToJTydeHueM 1-(2-¢prop-4-meTui-
5-(8-MeTni-2-(MeTHIIaMIHO )-7-0Kc0-7,8-muruaponupuno| 2,3 -d JmupumuanH-6-11) peHn )-3-M-TOJIIMOYE BUHBI
(91 wmr, BEIXOXT 64%).

'H SIMP (400 MI', JIMCO-d, ocHOBHOI poromep): & 8,94 (¢, 1H), 8,61 (c, 1H), 8,47 (1, J=2,0 I'ny, 1H),
7,96 (m, J=8,8 I'u, 1H), 7,81 (xB, J=4,8 I'u, 1H), 7,68 (c, 1H), 7,28 (ymup.c, 1H), 7,14 (M, 2H), 6,77 (n, J=7,2 I',
1H), 3,60 (c, 3H), 2,91 (n, J=4,8 T'u, 3H), 2,24 (c, 3H), 2,06 (c, 3H);

MC (ESI) m/z: 447,0 (M+H").
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ITpumep 193.

Crnenyst obmemy crmocody F, 1-xmop-3-uzormanaroenson (49 mr, 0,32 mmons) u obpazen A39 (100 wr,
0,32 MMOJIB) B TPUCYTCTBUU mupuanHA (52 MK, 0,64 MMOJIb) 0O0BEIUHSIN ¢ TIoMydeHueM 1-(3-xmopdenrn)-3-
(2-¢rop-4-meTnin-5-(8-mMeTnin-2-(MeTHIAMHUHO )- 7-0Kc0-7,8-muruaporupuno| 2,3-d Jnupumu quH-6-11 ) e HIIT)
MoueBHuHEI (123 mr, BeIxo 83%).

'H SIMP (400 MI', JIMCO-d, ocHOBHOI poromep): & 9,20 (¢, 1H), 8,61 (c, 1H), 8,55 (x, J=1,6 I'n, 1H),
7,91 (m, J=8,4 I'u, 1H), 7,81 (xB, J=4,4 I'u, 1H), 7,71 (1, J=2,0 I'n, 1H), 7,68 (c, 1H), 7,28 (1, J=8,0 'y, 1H), 7,17
(m, 2H), 7,00 (M, 1H), 3,60 (c, 3H), 2,91 (1, J=4,4 T'n, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 467,0 (M+H").

IIpumep 194.

Crnenyst obmemy crocody F, 1-0pom-3-m3onmanaroenson (63 mr, 0,32 mmons) u oopaser; A39 (100 wr,
0,32 mmouts) B ipucyteTBuM nmupuauna (52 mxi, 0,64 MMois) 00beUHSIN ¢ rtoiydenueM 1-(3-6pomdenn)-3-
(2-dprop-4-metnin-5-(8-metmi-2-(MeTHIIAMHUHO)-7-0Kc0-7,8-muruapornupuao| 2,3-d JnupumuinH-6-1i) peH )
MoueBHHEI (115 mr, BeIxOT 71%).

'H IMP (400 MI', IMCO-dg, ocHOBHO# poTomep): & 9,19 (c, 1H), 8,61 (c, 1H), 8,55 (a, J=2,0 I'n, 1H),
7,91 (0, J=8,8 I'y, 1H), 7,86 (m, 1H), 7,81 (xB, J=4,4 ', 1H), 7,68 (c, 1H), 7,1-7,3 (m, 4H), 3,60 (c, 3H), 2,91 (x,
J=4,4Tu, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 511,0 (M+H").

ITpumep 195.

Cnenys obmemy crioco0y F, 1-drop-3-uzomuanardenson (44 mr, 0,32 MmMous) u obpazernr A39 (100 wmr,
0,32 MMouTB) B TIpUCYTCTBUH TupuanHa (52 mki, 0,64 MMoIb) 00beUHIN ¢ TIosTydeHneM 1-(3-pTopdenwn)-3-
(2-¢rop-4-meTmin-5-(8-mMeTni-2-(MeTUIaMIHE ) - 7-0KC0-7,8- nuruaponupuao| 2,3 -d JmupuMu tuH-6-11) h eHIIT)
MOYeBHUHEI (92 MT, BEIXOA 64%).

'H IMP (400 MI', IMCO-dg, ocHOBHO# poTtomep): & 9,23 (c, 1H), 8,61 (c, 1H), 8,55 (1, J=2,0 I'n, 1H),
7,91 (n, J=8,4 'y, 1H), 7,81 (xB, J=4, 4 T'u, 1H), 7,68 (c, 1H), 7,46 (u1, J=2,0 n 11,6 T'u, 1H), 7,28 (m, 1H), 7,15
(n, J=12,4 I'u, 1H), 7,04 (M, 1H), 6,77 (ar, J=2, 4 u 8,4 I'u, 1H), 3,60 (c, 3H), 2,91 (n, J=4,4 T'u, 3H), 2,07 (c,
3H);

MC (ESI) m/z: 451,0 (M+H").

ITpumep 196.

Crnenyst obmemy crioco0y F, 1-xmop-3-u3onuanar-2-metmwidenson (43 mr, 0,26 mmons) u oopaszer A39 (80
Mmr, 0,32 Mmonb) B mpucyTcTBUM nupuanHa (41 mxir, 0,51 MMoie) o0benuHsIIM ¢ TomydeHueM 1-(3-xmop-2-
MeTtwihenmn)-3-(2-gTop-4-MeTri-5-(8-MeTHII-2-(METHIIAMUHO )-7-0KC0-7,8-quruaponupu o[ 2,3 -d [ mupumuanH-
6-mr)penmn)MoueBuHH (98 Mmr, Beixo 80%).

'H SIMP (400 MI', IMCO-d4, ocHOBHOI poromep): & 8,95 (1, J-1, 6 T'n, 1H), 8,60 (c, 1H), 8,48 (c, 1H),
7,96 (m, J=8,8 T'n, 1H), 7,81 (8B, J=4, 4 I'u, 1H), 7,74 (m, 1H), 7,67 (c, 1H), 7,12 (M, 3H), 3,59 (c, 3H), 2,90 (z,
J=4,4 T, 3H), 2,23 (¢, 3H), 2,07 (¢, 3H);

MC (ESI) m/z: 481,0 (M+H").

ITpumep 197.

Crnenyst obmemy crocody F, 1,2-nuxmop-3-u3ormanarooenson (48 mr, 0,26 mmonb) u obpazen A39 (80
mr, 0,32 Mmonp) B mpucyrctBunm mnupuauHa (41 mxi, 0,51 mMmons) oObeauHsiM ¢ moxydeHuem 1-(2,3-
quxsopdenun)-3-(2-prop-4-metun-5-(8-metun-2-(MeTuIIaM1uHO )-7-0kco-7,8-auruaponupuno| 2,3-d jrmpumu-
JH-6-m1)dermn)MoueBuHbI (100 Mr, Berxon 78%).

'H IMP (400 MI';, IMCO-dg, ocHoBHOM potomep): 6 9,39 (ymmp.c, 1H), 8,89 (c, 1H), 8,60 (c, 1H), 8,10
(nm, J=3,2 u 6,8 T'u, 1H), 7,94 (n, J=8,4 T'u, 1H), 7,81 (xB, J=4,4 I'n, 1H), 7,68 (¢, 1H), 7,27 (M, 2H), 7,16 (x,
J=12,0 I'y, 1H), 3,60 (c, 3H), 2,90 (n, J=4, 4 I'y, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 501,0 (M+H").

ITpumep 198.

Cnenys obmemy crioco0y F, 1-xmop-2-m3onmnanato-4-(tpudropmeTin)oenzon (49 mr, 0,22 MMoIb) B 00-
pasert A39 (70 mr, 0,22 MMOb) B ipucyTcTBHM mupuanHa (36 Mii, 0,48 MMOITb) OOBEAMHSAIN C TIOTydeHUEM |-
(2-xmop-5-(tpudropmernin)pernn)-3-(2-pTop-4-MeTrI-5-(8-MeTHII-2-(METHIIAMUHO )-7-0KCO-7 , 8- TUT U POTTH-
puno[2,3-dmupumuiH-6-mn) dperrmn)moueBuHbI (100 mr, Berxon 84%).

'H SIMP (400 MI', IMCO-ds, ocHoBHOiT poTomep): & 9,49 (ymmp.c, 1H), 9,04 (¢, 1H), 8,61 (ymmp.c,
1H), 8,57 (m, J=2,0 I'n, 1H), 7,96 (n, J=8,4 I'n, 1H), 7,81 (xB, J=4, 8 I', 1H), 7,70 (M, 2H),7,35 (nn, J=1,6 u 8,4
I'u, 1H), 7,17 (1, J=12,4 T'u, 1H), 3,60 (c, 3H), 2,90 (x, J=4,8 I';, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 535,0 (M+H").

ITpumep 199.

Crenys obmemy criocoOy B, xapb6amar 5-tper-Oyrunusokcason-3-amuna (0,075 r, 0,334 mmons) u obpa-
zerr A28 (0,111 1, 0,334 MMoib) oObeauHSIIN ¢ TOMydeHHEeM |-(5-Tper-OyTmim3okca3on-3-mi)-3-(4-xmop-2-
¢drop-5-(1-meTmin-7-(MeTUIIaMHUHO )-2-0KC0- 1 ,2-murunpo-1,6-madtupunaun-3-un)permn)mouesunsl (0,042 1,
25%) B opme TBepmOTO BeaecTBa OEIOTO IBETA.

'H SIMP (400 MI'ty, IMCO-dq): & 9,86 (c, 1H), 8,91 (c, 1H), 8,40 (c, 1H), 8,15 (n, J=8,4 I'n, 1H), 7,75 (c,
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1H), 7,57 (n, J=10,8 I'y, 1H), 7,11 (m, 1H), 6,45 (c, 1H), 3,50 (¢, 3H), 2,36 (1, J=5,2 I', 3H), 1,25 (c, 9H);

MC (ESI) m/z: 499,0 (M+H").

ITpumep 200.

Cnenys obmemy criocody D, 2-metmin-5-(tpudropmeTrn)den3olinyio kucioty (50 mr, 0,25 MMonb) U 00-
pasert A39 (92 wmr, 0,29 mmous) B mpucyrctBuu DPPA (58 Mk, 0,27 mmons) i Et;N (38 Mk, 0,27 MMois) 00b-
eIMHsUIA ¢ monydeHneM  1-(2-dTop-4-meTmin-5-(8-MeTnin-2-(MeTHIIaMHUHO )-7-0KC0-7,8-muruaponupuio|2,3-
d]mupumunna-6-1n)hennn)-3-(2-meTin-5-(tpudropmernin) ¢heHr) MoueBUHHI (83 MT, BBIX0A 66%).

'H IMP (400 MI'y, AMCO-dg¢, ocHOBHOI#1 poTomep): o 9,15 (x, J=1,6 I'u, 1H), 8,61 (ymmp.c, 1H), 8,54 (c,
1H), 8,35 (m, J=1,6 T'n, 1H), 7,99 (m, J=8,4 I'u, 1H), 7,81 (xB, J=4,4 T'y, 1H), 7,68 (c, 1H), 7,38 (&, J=8,4 I'm,
1H), 7,24 (m, 1H), 7,16 (#, J=12,4 I'u, 1H), 3,60 (c, 3H), 2,90 (7, J=4,4 'y, 3H), 2,32 (¢, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 515,0 (M+H").

ITpumep 201.

Crenys obmemy criocoOy F, 3-(tpudropmernn)pennnuzonuanar (45 mr, 0,24 mmoins) u obpazer; A28 (80
mr, 0,24 mMMonb) B npucyrcTBuM nupuanHa (39 mxi, 0,48 MMoibp) oObequHsUIM ¢ monydeHueM 1-(4-xiop-2-
¢drop-5-(1-metmn-7-(MeTnnamMuno)-2-okco-1,2-qurunpo- 1,6-sadptupuaus-3-un)pernn)-3-(3-(tpudpTopmeri)
(enmm)MoueBHHHEI (55 Mr, 44% BBIXOT).

'H SIMP (400 MI'n, IMCO-de): & 9,53 (ymmp.c, 1H), 8,85 (c, 1H), 8,41 (c, 1H), 8,14 (n, J=8,8 I'n, 1H),
8,02 (ymmmp.c, 1H), 7,75 (c, 1H), 7,55 (m, J=10,8 I'y, 1H), 7,50 (M, 2H), 7,31 (m, 1H), 7,11 (xB, J=4,4 ', 1H),
6,17 (c, 1H), 3,50 (c, 3H), 2,86 (&, J=4,4 I'u, 3H);

MC (ESI) m/z: 520,0 (M+H").

ITpumep 202.

Cnenys obmemMy criocody D, 3-6pom-2-MeTmnben3oitnyro kucioty (50 mr, 0,23 mmoins) u obpaszer; A39
(87 wmr, 0,28 MmMoutp) B ipucytcTBur DPPA (55 mxir, 0,25 mmons) u Et;N (36 M, 0,25 MMonb) 00beAMHSIHN C
noiyderneM 1-(3-6pom-2-metnindenmn)-3-(2-dprop-4-metrin-5-(8-mMeTHi-2-(METHIAMUHO )-7-0KC0-7,8-IUruapo-
mpu o[ 2,3-djmupumuana-6-un)denrn)moueBunsl (105 mr, Bexox 86%).

'H IMP (400 MTI';, IMCO-dg, ocHOBHO# poTomep): & 8,94 (1, J=2,0 I'u, 1H), 8,60 (ymmp.c, 1H), 8,49 (c,
1H), 7,95 (1, J=8,8 'y, 1H), 7,81 (kB, J=4,4 I'nu, 1H), 7,76 (ymmp.x, J=1,2 I'u, 1H), 7,67 (c, 1H), 7,29 (m, 1H),
7,15 (n, J=12,4 'y, 1H), 7,06 (1, J=8,4 I'y, 1H), 3,59 (c, 3H), 2,90 (&, J=4,4 T'u, 3H), 2,32 (¢, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 525,0 (M+H").

ITpumep 203.

Cnenys obmemy crioco0y F, 3-xmop-2-metmndennmuzonuanar (39 mr, 0,23 mmons) u obdpazer; A12 (70
Mmr, 0,23 MMomb) B mpucytcTBun nupuanHa (38 Mk, 0,47 MMOJIb) 0ObEIUHSUIA ¢ TIoNydeHueM 1- (2-xiop-5-
(tpudropmernin)pennn)-3-(2-pTop-4-meTHII-5-(8-MeTHII-2-(METHIIAMUHO ) - 7-0KC0-7,8-quruaponupuao[ 2,3-
d]mupumuana-6-1n)penmnn)moueBuHE (75 Mr, BEIX0X 69%).

'H SIMP (400 MI't, IMCO-d,, ocHOBHOI poromep): 8 9,03 (m, J=2,0 ', 1H), 8,65 (ymmp.c, 1H), 8,55 (c,
1H), 8,43 (M, 1H), 7,86 (c, 1H), 7,82 (M, 1H), 7,78 (nn, J=2,8 u 6,8 I'u, 1H), 7,27 (m, 2H), 7,15 (M, 2H), 3,61 (c,
3H), 2,90 (n, J=4,4 I', 3H), 2,30 (¢, 3H);

MC (ESI) m/z: 467,0 (M+H").

ITpumep 204.

Crnenys obmemy cnoco0y B, kapbamar 4-0pomuadranus-1-amun (0,061 T, 0,2 MmMons) u obpazen Al4
(0,06 T, 0,2 Mmonb) oOBemuHsUIH ¢ moiydeHHeM 1-(5-(2-amuHO-8-MeTHII-7-0KC0-7,8-Muruapomupunaol2,3-
d]nmupumunH-6-1)-2-prop-4-Metundenun)-3-(4-6pomHadranus- 1 -11)MOYEBHHBI B ()OPME TBEPIOTO BEIECT-
Ba rps3H0-0eroro usera (35 mr, 32%, BBIXOT).

'H SIMP (400 M, IMCO-dg): 8 9,24 (c, 1H), 9,06 (c, 1H), 8,61 (c, 1H), 8,24-8,21 (m, 1H), 8,15-8,13 (M,
1H), 8,01 (1, J=8, 4 I', 1H), 7,98 (1, J=8,4 T'u, 1H), 7,81 (n, J=8,4 I'y, 1H), 7,74-7,68 (m, 3H), 7,31 (ymmp.c,
2H), 7,18 (», J=12,4 I', 1H), 3,54 (c, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 547,0 (M+H").

IIpumep 205.

K nerasupoBannomMy pactBopy 2-0pom-4-metminoenzonamuna (0,301 r, 1,618 Mmomb), GeHIIOOPHUCTOMH
kicinotel (0,296 T, 2,427 mmonb) u Terpakuctpudenmidochuanamanmsi(0) (0,187 r, 0,162 mmons) 8 DME (8
wu1) no6asisiimi 2M pactBop kapOoHata HaTpus (3 Mi, 6 MMOJIB) M 3Ty CMECh IEpEMENINBAIN B TeUeHHE 16 4
mpu 80°C. [lobasmsumm Boay (30 Mur) 1 MpOAYKT dKcTparuposainu npu momomu EtOAc (2x30 mi). O6beauHeH-
HBIE OpraHUYECKHE BENIECTBA NMPOMBIBAIIM COJEBBIM pacTBopoM, aymuian (Na,SO,), KOHIEHTPUPOBAIN M OYH-
ANy MyTeM XpomaTtorpaduu Ha CHIMKarese ¢ IoylydeHueM 2-(peHnn-4-MeTHI0eH30IaMiuHa B JOpMeE TyCTOTO
cupona (0,22 r, BeIxox 75%).

'H SIMP (400 MT', CDCl3): & 7,47-7,41 (m, 4H), 7,36-7,32 (m, 1H), 6,99-6,96 (v, 2H), 6,71 (x, J=8,0 T,
1H), 2,28 (c, 3H);

MC (ESI) m/z: 184,2 (M+H").

K nByxdazHomy pactBopy 2-penun-4-mernnoenzunamuna (0,29 r, 1,583 mmons) B EtOAc (10 min) u
NaHCO; (10 mi) mo6asisimu nipon-1-eH-2-unkapoouxiopunat (0,259 mi, 2,374 MMoIb) U 3Ty CMECh IepeMe-
MIMBajJH B TeYeHHE 16 9 pu KOMHAaTHOW TemmepaType. Daspl pa3aesuid U BOOHYIO (a3y dKCTparupoBai MpH
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nomonu EtOAc (1x30 mur). O0bennHEHHBIE OPTAHUYECKHE BEIIECTBA TIPOMBIBAIIN COJIEBHIM PAcTBOPOM, CYIIIH-
m (Na,SO,4) M KOHIEHTPUPOBAIN JI0 MOJYyYeHHs HpoIl-1-eH-2-ni-2-penmn-4-metnindenmnkapbamara B Gpopme
TBEPAOTO BemecTBa rpsizHo-0enoro ngera (0,33 r, Berxox 78%).

'H SIMP (400 MTI'tr, CDCLy): & 8,00 (yump.c, 1H), 7,50-7,46 (m, 2H), 7,42-7,35 (m, 3H), 7,18 (az, J=8.,4
I'y, 1,6 T'a, 1H), 7,05 (¢, 1H), 6,67 (ymmp.c, 1H), 4,72 (c, 1H), 4,68 (c, 1H), 2,34 (c, 3H), 1,94 (c, 3H);

MC (ESI) m/z: 290,0 (M+Na™).

Cnenys obmemy criocody C, npon-1-eH-2-mn-2-hennn-4-metundenmnkapdbamar (0,061 T, 0,23 MMoib) 1
obpazerr A26 (0,071 r, 0,23 mMMonb) oO0beaUHSIIM ¢ ToiydeHueM 1-(2-henmn-4-metundenun)-3-(2-¢prop-4-
MeTmI-5-( 1 -MeTniI-7-(MeTHIIaMIHO )-2-0Kco- 1, 2-muruapo- 1,6-aad rupuana-3-un)peHm)MoUeBUHE B GopMme
TBepaoro BemiectBa Oenoro 1sera (0,034 r, 28% BBIXOM).

'H SIMP (400 MI't, MeOH-d,): & 8,35 (¢, 1H), 7,79 (n, J=8, 0 I'u, 1H), 7,68 (c, 1H), 7,57 (u, J=8,0 I,
1H), 7,45-7,41 (m, 2H), 7,37-7,33 (M, 3H), 7,14 (ag, J=8,0 I'y, 2,0 I'u, 1H), 7,06 (n, J=2, 0 I'u, 1H), 6,99 (x,
J=11,6 T'n, 1H), 6,29 (c, 1H), 3,63 (c, 3H), 2,97 (c, 3H), 2,33 (c, 3H), 2,12 (c, 3H);

MC (ESI) m/z: 522,2 (M+H").

ITpumep 206.

Crenys obmemy criocody D, [1,1'-Ondenm]-2-kapbokcunpHyro kuciaoty, 2'-metuia (0,051 , 0,24 Mmous)
u obpazenr A26 (0,075 r, 0,24 mmons) B mpucyrcTBun TpudTmwiamuHa (0,073 r, 0,72 MmMons) u audenmnpocda-
pwrasuna (0,13 r, 0,48 mMMonb) oObenuHsH ¢ TonydeHueM 1-[2-(2'-metundennn)]-3-(2-dprop-4-metmn-5-(1-
METHII-7-(METHIIAMHHO )-2-0KCc0- 1 ,2-muruapo-1,6-mad Tupuans-3-ui)GeHmT)MOYeBUHBI B OopMe TBEpIOrO Be-
mecTBa Oenoro nseta (83 mr, 66%).

'H SIMP (400 MI'u, IMCO-dq): & 8,87 (c, 1H), 8,38 (c, 1H), 7,91 (n, J=8,4 I'n, 1H), 7,89 (n, J=8, 4 I,
1H), 7,76 (¢, 1H), 7,65 (c, 1H), 7,34-7,26 (M, 4H), 7,14-7,02 (M, 5H), 6,16 (c, 1H), 3,50 (c, 3H), 2,84 (m, J=4,8
I'm, 3H), 2,04 (c, 3H), 2,01 (c, 3H);

MC (ESI) m/z: 522,2 (M+H").

ITpumep 207.

Cnenys obmemy criocody B, xapbamar 2-amuno6udenwr (0,071 t, 0,28 mmons) n obpazernr A26 (0,088 T,
0,28 MMoITb) 00BEANHSITH ¢ TIoTydeHHeM 1-(2-permnpennn)-3-(2-pTop-4-mMeTnin-S-(1-mMeTnin-7-(MeTuIaMuro)-2-
okco-1,2-nuruapo-1,6-HadTupuauH-3-11)peHNIT)MOYEBUHEI B opMe TBepaoro Bemectsa Oenoro nsera (0,107
T, BIXOH 75%).

'H SIMP (400 MI't, IMCO-dq): & 8,82 (c, 1H), 8,39 (c, 1H), 8,11 (c, 1H), 7,34 (1, J=8,4 T'u, 1H), 7,81 (x,
J=8,0 I', 1H), 7,65 (c, 1H), 7,51-7,47 (m, 2H), 7,42-7,37 (M, 3H), 7,30-7,26 (m, 1H), 7,19 (ax, J=8,0 I'y, 1,6 I'n,
1H), 7,13-7,02 (m, 3H), 6,16 (c, 1H), 3,50 (¢, 3H), 2,34 (1, J=4,8 I'y, 3H), 2,05 (c, 3H);

MC (ESI) m/z: 508,0 (M+H").

ITpumep 208.

JlerazupoBaHHYIO cMeCh ITHI-5-XJop-2-iiomodensoara (0,621 1, 2,00 mmois), Pd(PPhs), (0,116 mr, 0,1
MMOJIb), muMmeTokcmdTaHa (20 mur), permnbopamcToit kucmotel (0,268 T, 2,2 mmois), K,CO; (0,829 1, 6,0
MMOJIb) ¥ BOAKI (5 MII) HarpeBaiy IpH OTIHMBE B TeUeHHE 6 4. PacTBOpHTENh yAAIsIIN TIPH MMOHMKCHHOM J1aBJIe-
HuU. OCTaTOK pa3Boawid HackimeHHBIM pactBopoM NHyCl (15 M) u skcrparupoBany npu nomormm EtOAc
(2x30 mun). O6benuHeHHBIE Opranmyeckue ¢aspr cymmmm (Mg,SO,) u KoHIeHTpupoBany. HeounmeHHsIi npo-
IYKT OYHIIAIH ITyTeM XpoMaTorpaduu, B pe3yabTaTe MOXyJIal 3THI-5-xJIop-2-pernundensoar (0,473 r, 91%) B
(hopMe OecIBETHOM MACIITHICTOM KHUIKOCTH.

MC (ESI) m/z: 261,0 (M+H").

Otun-5-xnop-2-penmndensoart (0,473 T, 1,81 MMOIB) THAPOITU30BATH THAPOKCHIOM MOHOTHAPATOM JTUTHS
¢ moJty4eHueM S-xiyop-2-¢penninbensoitnoii kucnotsl (0,336 r, 80% BbIx0x).

MC (ESI) m/z: 233,0 (M+H").

Crenys obmemy crioco0y D, 3-xmop-6-penmndensoiinyto xiciory (0,084 1, 0,36 MMoip) n obpazery A27
obveauusiin ¢ mosrydeHueM  1-(3-xmop-6-penmndennn)-3-(2-prop-4-metnin-5-(1-meTun-7-(MeTHIAMUHO )-2 -
okco-1,2-nurunpo-1,6-sadtupunun-3-mwr)perna)moueBuns (0,117 , 60%) B dpopme TBepmoro BerecTBa O6emo-
TO IIBETA.

'H SIMP (400 MI'ty, IMCO-dq): & 9,00 (c, 1H), 8,40 (c, 1H), 8,24 (c, 1H), 8,03 (c, 1H), 7,94 (n, J=8.,4 T,
1H), 7,66 (c, 1H), 7,53-7,50 (m, 2H), 7,45-7,37 (M, 3H), 7,20-7,03 (M, 4H), 6,17 (c, 1H), 3,51 (c, 3H), 2,86 (a,
J=4, 8 I'y, 3H), 2,06 (c, 3H);

MC (ESI) m/z: 542,0 (M+H").

ITpumep 209.

Crnenyst obmemy crocody B, kapbamat 4-xmopuadranus-1-amuna (0,061 1, 0,23 mMoins) u obpazen Al4
(0,07 r, 0,23 mMMonb) oObenuHsIIM ¢ mnoxydeHueM 1-(5-(2-amuHO-8-MeTnII-7-0KCc0-7,8-muruaponupuao|2,3-
d]mupumunnH-6-1)-2-pTop-4-MeTrndenun)-3-(4-xaopHadTaauH- | -IT)MOYEBUHEI B ()OPME TBEPIOTO BEIECTBA
rpsizHO-0esoro 1Beta (25 mr, 21% BBIXON).

'H SIMP (400 MT't, IMCO-dg): 6 9,25 (c, 1H), 9,17 (¢, 1H), 8,56 (c, 1H), 8,27-8,24 (m, 1H), 8,18-8,16 (M,
1H), 8,01 (n, J=8,4 I'u, 1H), 7,97 (n, J=8,4 T'u, 1H), 7,72-7,63 (M, 3H), 7,58 (x, J=8,4 T'u, 1H), 7,26 (ymmp.c,
2H), 7,13 (», J=12,4 I', 1H), 3,49 (c, 3H), 2,03 (c, 3H);
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MC (ESI) m/z: 503,0 (M+H").

ITpumep 210.

Cnenys obmemy croco0y B, kapbamar S-tper-Oytuiu3okcason-3-amuna (60 mr, 0,27 mMois) u obpaselt
A33 (93 wmr, 0,27 MMOJIb) 00BEeIUHSIH C TToTydeHneM 1-(5-Tper-OyTrmmm3okca3on-3-mi)-3-(4-xmop-5-(1-3Tmi-7-
(MetnmaMuHO)-2 -0kco-1,2-gurunpo-1,6-aadrupunuaa-3-mn)-2-propdenmn)moueBuns (0, 04 5 r, Berxox 33%).

'H SIMP (400 MI'ti, IMCO-dq): & 9,86 (c, 1H), 8,91 (ymmp.c, 1H), 8,41 (c, 1H), 8,15 (1, J=8, 8 I', 1H),
7,74 (c, 1H), 7,56 (n, J=11,2 I'n, 1H), 7,06 (xB, J=4,8 I', 1H), 6,45 (c, 1H), 6,24 (ymmp.c, 1H), 4,14 (xB, J=6,8
I'u, 2H), 2,86 (1, J=4,8 I'y, 3H), 1,26 (c, 9H), 1,20 (1, J=6,8 ', 3H);

MC (ESI) m/z: 513,3 (M+H").

IIpumep 211.

Crnenys obmemy crocody D, o6paszerr B33 (200 mr, 0,806 mmons) u obpaszer; A3 (255 wmr, 0,806 MMoITh)
00beanHU ¢ 00pa3oBaHUEM NPOMEKYTOYHOTo cyibduaa (132 mr, Beixox 29%). Crnenys mpoueaype, aHajo-
THYHO ONKCaHHOW B mpumepe Al, cynpdua u 2,00, metunamud B TT'® (1,2 mi, 2,35 MMoIb) 00beIMHSIH € TO-
aydeHueM 1-(2-tper-OyTmi-4-(TpUGTOPMETHI) TUPUMHUINH-5-11)-3-(2-PTOop-5-(8-MeTHII-2-(METHIITHO)- 7-0KCO-
7,8-nuruaponupuno|2,3-dnupumuaus-6-ui)pernn)MoueBUHbI (79 Mr, BeIxox 61%).

'H SIMP (300 MI't, IMCO-dg): & 1,35 (c, 9H), 2,90 (c, 3H), 3,53-3,60 (M, 3H), 7,29-7,33 (M, 2H), 7,70-
7,80 (ymmp.m, 1H), 7,87 (c, 1H), 8,37-8,39 (M, 1H), 8,63-8,70 (M, 1H), 8,89 (¢, 1H), 9,33 (c, 1H), 9,38 (c, 1H);

MC (ESI) m/z: 545,3 (M+H").

ITpumep 212.

Cnenys obmemy criocody F, oopazernr A3 (0,173 1, 0,547 mmons) u 1-Hadptrmmsonuar (0,086 mi, 0,602
MMOJIb) OOBEIUHSUIH C ToJiydeHueM 1- (2-¢rop-5-(8-MeTnin-2-(MeTUITHO)-7-0KCc0-7,8-muruaponupuno|2,3-
d]mupumuana-6-mn)dennn)-3-(HadTanus- | -nr)MoueBUHEI (246 Mr, BEIXoq 94%).

'H SIMP (400 MI'ty, IMCO-de): & 9,20 (c, 1H), 9,16 (c, 1H), 8,96 (c, 1H), 8,57 (M, 1H), 8,17 (1, J=8,3 T,
1H), 8,09 (c, 1H), 8,05 (n, J=6,8 T'u, 1H), 7,93 (a, J=7,8 I'ny, 1H), 7,65-7,52 (M, 3H), 7,46 (1, J=7,8 I'y, 1H),
7,38-7,32 (m, 2H), 3,67 (c, 3H), 2,61 (c, 3H).

Crnenys mpouenype, aHaJloTHYHOM ommcanHOM B mpumepe Al, 1-(2-gprop-5-(8-mermn-2-(merunTno)-7-
okco-7,8-puruaponupuno| 2,3-dJmupumuaun-6-un)dpennn)-3-(Hadranus-1-un)moueBnny (244 wmr, 0,503
mmodb), M-XITIBK (136 mr, 0,553 mmoie) u N,N-mumetumtunenguamud (0,11 mo1, 1,01 MMop) 00beIuHIIIN C
noiryderneM  1-(5-(2-(2-(auMeTnIaMIHO )3 TUIIAMHHO)-8-MeTHII-7-0KCco- 7,8 -nturuaponupuno| 2,3-d jmupumu -
6-m)-2-propdennn)-3-(napranus-1-ua)modeBuHs! (110 mr, Beixox 100%).

'H SIMP (400 MI'r, IMCO-dg): 8 9,13 (c, 1H), 9,05 (1, J=1,9 I'u, 1H), 8,67 u 8,61 (c, 1H), 8,45 (1, J=8,5
I'u, 1H), 8,12 (&, J=8,0 I'y, 1H), 8,00 (7, J=8,2 I'n, 1H), 7,88 (m, J=7,7 I'u, 1H), 7,83 (c, 1H), 7,71 (T, J=5,6 'L,
1H), 7,60-7,47 (M, 3H), 7,41 (1, J=7,9 I'n, 1H), 7,25 (1, J=8,2 I'n, 2H), 3,55 u 3,50 (c, 3H), 3,41 (xB, J=6,5 I'yy,
2H), 2,41 (m, 2H), 2,14 u 2,11 (c, 6H);

MC (ESI) m/z: 526,2 (M+H").

ITpumep 213.

Crnenys obmemMy ciocody G, kapdamar S5-tpeT-OyTrnn3okcazon-3-amuna (1,340 r, 5,97 MMonb) u obpasern
A30 (1,50 1, 4,60 mMmosb) oOBemuHAIM C moiydeHueM 1-(5-tper-OyTmim3zokcazon-3-mn)-3-(5-(1-atun-7-
(Metmnamune)-2-okco-1,2-auruapo-1,6-sadpTupuaus-3-ui)-2-grop-4-metmwipenmn)moueBunsl (1,99 1, BeIXOx
88%).

'H IMP (400 MTI'u, IMCO-de): & 9,79 (c, 1H), 8,74 (c, 1H)), 8,40 (c, 1H), 7,91 (1, J=8 T, 1H), 7,56 (c,
1H), 7,15 (m, J=13 I'u, 1H), 7,00 (m, 1H), 6,44 (c, 1H), 6,23 (c, 1H), 4,15 (M, 2H), 2,86 (1, J=5 T'u, 3H), 2,07 (c,
3H), 1,26 (c, 9H), 1,20 (t, J=6 T'u, 3H).

MC (ESI) m/z: 493,2 (M+H").

IIpumep 214.

Crnenys obmemy crioco0y B, kapbamar 2-penmnanmmna (0,089 r, 0,353 mmous) n obpazenr A54 (0,100 T,
0,353 mmomnp) oObemnuHsIM ¢ monydeHueM 1-(2-benmndennn)-3-(2-pTop-4-metrn-5-(1-meTmn-2-oxco-1,2-
muruapo- 1,6-naptupunua-3-min)denmwn)mouesuns! (0,128 1, Bexon 76%) B ¢hopMe TBEpAOTO BEmIeCTBa OEIoro
IBETA.

'H SIMP (400 MI'u, IMCO-dq): & 8,92 (c, 1H), 8,87 (c, 1H), 8,60 (1, J=5,6 T'u, 1H), 8,14 (c, 1H), 8,03-
7,97 (m, 2H), 7,81 (m, J=8, 4 I'u, 1H), 7,53-7,48 (M, 3H), 7,43-7,37 (m, 3H), 7,29 (1, J=8, 8 I'n, 1H), 7,21-7,12
(M, 3H), 3,65 (c, 3H), 2,07 (c, 3H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 215.

Crenys obmemy criocoOy B, kapbamat 5-Tper-OyTmim3sokcazon-3-amuna (80 mr, 0,36 MMoib) 1 oOpasen
A48 (122 wr, 0,36 MMOITB) OOBEIMHSIH ¢ TIOTYYeHUEM |-(5-TpeT-OyTrin3okca3on-3-mi)-3-(4-uuaHo-2-prop-5-
(8-meTnin-2-(MeTHaATHO)-7-0KCO-7,8-Iuruaponupuno| 2,3-d jmupumunun-6-wmn)henua)moueBuHsI (0,046 T, BEIXOA
25%).

MC (ESI) m/z: 508,2 (M+H").

Crenys mporienype, aHaJOTHYHO oOmNHMcaHHOH B mpumepe Al, 1-(5-tper-OyTrmimzokcazon-3-mm)-3-(4-
maHo-2-prop-5-(8-mMeTnn-2-(MeTUATHO )-7-0KCc0-7,8-muruaporupuno[2,3-d jJrupumuanna-6-un)  dheHmT)Moue-
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Buny (0,046 1, 0,091 Mwmonp) obpadareiBamu M-XIIBK (70 Bec.%, 0,027 r, 0,11 mmonp), a 3arem N-
metminamuaoM (2,0M B TI'®, 0,18 mi, 0,36 mmonb) ¢ momydeHueM 1-(5-Tper-OyTim3okcaszon-3-wmn)-3-(4-
maHo-2-prop-5-(8-MeTni-2-(MeTUIaMHUHO )-7-0Kc0-7,8-muruaporupuno[ 2, 3-d jnupumMu arnH-6-1i) peHIIT ) Mo e-
BuHHI (15 Mr, BeIxoz 34%).

'H SIMP (400 MI'ti, IMCO-dq): 8 10,0 (¢, 1H), 9,24 (ymmp.c, 1H), 8,67 (c, 1H), 8,41 (n, J=7, 6 ', 1H),
7,98 (1, J=11,2 I'u, 1H), 7,94 (c, 1H), 7,88 (M, 1H), 6,49 (c, 1H), 3,61 (c, 3H), 2,92 (x, J=4, 8 I'u, 3H), 1,26 (c,
9H);

MC (ESI) m/z: 491,2 (M+H").

IIpumep 216.

Cnenys obmemy crioco0y D, obpazerr B34 (200 mr, 0,646 mMoub) u obpazernr A3 (205 mr, 0,646 MMOJIB)
00BEANHSIN C TIOJlyYeHUEM TIPOMEKYTOUHOTO cynabduna (215 mr, Beixox 53%). Cnenys mpoueaype, aHaJlorHy-
HO omnmcaHHOU B mpuMepe Al, atot cynbdun u 2,000, metrnamud B TI'® (1,35 mi, 2,70 MMoib) 00BeAUHSIIN C
HOIy4EeHUEM 1-(2-tper-0yTHn-4-(1-mernn-1 H-ungon-5-un)nupumuan-5-un)-3-(2-grop-5-(8-metnin-2-
(MeTmTaMuHO)-7-0Kco-7,8-muruaponupuao|2,3-d mupumunuH-6-mi)heHun)ModeBuHbI (22 Mr, Bexon 13%).

'H SIMP (300 MI'n, JIMCO-de): & 1,38 (c, 9H), 2,90 (c, 3H), 3,53-3,60 (M, 3H), 3,83 (c, 3H), 6,55 (c, 1H),
7,23-7,29 (m, 3H), 7,41 (m, 1H), 7,56-7,61 (m, 2H), 7,85 (¢, 1H), 7,98 (c, 1H), 8,38-8,40 (M, 1H), 8,63-8,70 (M,
2H), 9,01-9,05 (ymmp.c, 2H);

MC (ESI) m/z: 606,2 (M+H").

ITpumep 217.

Cnenys obmemy crioco0y F, oopazerr A30 (70 mr, 0,21 Mmomb) u 1-u3ommanaTo-3-(TpuGpTOPMETHIT)OSH30IT
(0,035 mum, 0,25 mMMoub) oObemuHsITH ¢ TosrydeHueM 1-(5-(1-atun-7-(MeTunamMuHo)-2-0kco-1,2-nuruapo-1,6-
HaQTHPUINH-3-11)-2-pTop-4-MeTundermn)-3-(3-(tpudropmeriun)permn)moueBUHEI (43 Mr, BeIxox 39%).

'H SIMP (400 MI'ty, IMCO-dq): & 9,37 (c, 1H), 8,58 (n, J=1,5 I'n, 1H), 8,41 (c, 1H), 8,02 (c, 1H), 7,90 (z,
J=8,4 I', 1H), 7,67 (c, 1H), 7,52-7,45 (m, 2H), 7,30 (ymmup.x, J=6,2 I'n, 1H), 7,14 (x, J=12,2 I'n, 1H), 7,00 (xs,
J=4,8 Ty, 1H), 6,24 (c, 1H), 4,15 (xB, J=7,0 I'n, 2H), 2,86 (&, J=4,8 'y, 3H), 2,07 (¢, 3H), 1,21 (1, J=7,0 ', 3H);

MC (ESI) m/z: 514,2 (M+H").

ITpumep 218 .

Crenys obmemy criocoOy B, kapbamat 2-dpenmnannmmna (0,107 1, 0,422 mmons) u odpazer; AS56 (0,300 T,
0,281 wmmonp) o0bemuHsIH ¢ momydeHHeM  1-(5-(7-(2-(IMMETHIaMUHO)3THIAMHUHO)- 1 -MeTHI-2-0kco-1,2-
quruapo-1,6-nadtupuaus-3-mn)-2-gropdennn)-3-(2-penundenmn)moueunsl (0,276 T, 18%) B dpopme TBepmO-
ro BemecTBa Oenoro nBerta. Ee mpeBpamany B COOTBETCTBYIOMIYIO COJIb OMC-METHIIAT IIyTEM €€ pearnpoBaHUA C
MsOH (2,0 >xB.).

'H SIMP (400 MTI'ti, IMCO-dy): & 8,54 (c, 1H), 8,36 (1, J=7,6, 2,0 T'u, 1H), 7,94 (c, 1H), 7,82 (ux, J=8.4,
0,8 I'u, 1H), 7,50-7,46 (m, 2H), 7,41-7,32 (M, SH), 7,27 (an, 1=7,6, 1,6 I'n, 1H), 7,22-7,13 (m, 2H), 6,72 (¢, 1H),
3,90 (t, J=6, 0 I',, 2H), 3,70 (c, 3H), 3,50 (T, J=6,0 I's, 2H), 3,01 (c, 6H), 2,72 (c, 6H);

MC ESI) m/z: 551,2 (M+H").

ITpumep 219.

Crnenys oOmemy crnocoby B, kap6amar 3-uzonponmi-1-¢enwn-1H-nupaszon-5-amuna (0,100 r, 0,350
mMMoub) u obpazery A28 (0,111 1, 0,334 MMo:b) 0OBeaMHSIIH ¢ monydeHueM 1-(4-xmop-2-¢prop-5-(1-metnin-7-
(MeTmIaMuHo)-2-0kco-1,2-murnapo-1,6-naprupuans-3-wn)pennn)-3-(3-n3onponui- 1 -¢pennn-1 H-nupazon-5-
win)moueBuHsI (0,075 1, Beixon 40%) B hopme TBEpIOTO BELIECTBA OEIOT0 IBETA.

'H SIMP (400 MTI'ti, IMCO-dg): & 8,36 (¢, 1H), 8,13 (1, J=8,4 T'u, 1H), 7,74 (c, 1H), 7,57-7,52 (m, 2H),
7,49-7,45 (m, 3H), 7,29 (1, J=10,8 I'u, 1H), 6,39 (c, 1H), 6,29 (c, 1H), 3,62 (c, 3H), 2,97-2,91 (M, 4H), 1,27 (x,
J=6,8 T'u, 6H);

MC (ESI) m/z: 560,2 (M+H").

ITpumep 220.

Cnenys obmemy ciocody D, 2-dprop-5-(tpudropmernn)den3oiinyro kucioty (50 mr, 0,24 Mmmons) 1 o6pa-
3er; A39 (75 wmr, 0,24 mmoue) B ipucytetBur DPPA (57 mxim, 0,26 mmonb) 1 EN (37 mii, 0,26 MmMons) o0be-
muHSM ¢ moaydeHueM  1-(2-drop-4-metnin-5-(8-metnun-2-(MeTHIaMuHo )-7-0Kco-7,8-nuruapormupuno[2,3-
d]mupumuana-6-mn)dennn)-3-(2-prop-5-(tpudropmernn) dherrn) moueBuns! (90 Mr, BeIxod 76%).

'H iMP (400 MTI', AMCO-dy), ocHoBHOM potomep): & 9,33 (1, J=2,4 I'u, 1H), 9,12 (ymmup.c, 1H), 8,61 (c,
1H), 8,59 (am, J=2,4,u 7,6 I'u, 1H), 7,97 (n, J=8,4 I'n, 1H), 7,81 (xB, J=4, 4 I', 1H), 7,69 (c, 1H), 7,48 (M, 1H),
7,37 (m, 1H), 7,16 (1, J=12,4 I'n, 1H), 3,60 (c, 3H), 3,54 (c, 3H), 2,91 (1, J=4, 4 I'n, 3H), 2,08 (c, 3H);

MC (ESI) m/z: 519,0 (M+H").

ITpumep 221.

AHaNOrMYHO TOMY, KaK OIMCAHO Ul NPHUTOTOBJIEHHS B mpumepe 137, mpom-1-eH-2-mi-5-Tper-OyTi-
1,3,4-tnagnazon-2-unkapobamar (100 mr, 0,414 mmons, 1,00 3kxB.) u obpasern; Al7 (145 mr, 0,414 mmons, 1,00
9KB.) pearupoBaiiu B mpucyTcTBUU N-metunmupponuaoH (0,043 mia, 0,041 mmomns, 0,10 3xB.) B TT'® (4 M). [To-
cienyromiee okucienne npu nomommu M-XIIBK (44,3 mr, 0,180 mMoub, 1,20 3kB.) u 3amemienue 2,0M MeTHa-
muaoM B TT'® (0,749 mu, 1,498 mmons, 10,00 3xB.) gaBamo 1-(5-tper-0ytui-1,3,4-tnaanazon-2-umn)-3-(4-xyop-
2-prop-5-(8-meTnn-2-(MeTUIaAMHIHO )-7-0KCc0-7,8-murunpornupuno| 2,3-d jmupumuaua-6-un)permn)moueBuny (14
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MT, 00 BEIX0J 6,5%) B hopMe TBeporo BemecTBa OeI0ro 1BeTa.

'H SIMP (400 MI', JMCO-dq): 8,98 (ymmp.c, 1H), 8,66 (yump.c, 1H), 8,58 (ymmp.c, 1H), 8,05 (o, 1H,
J=8,0 I'm), 7,85 (ymmp.xB, 1H), 7,73 (c, 1H), 7,56 (n, 1H, J=10,8 I'm), 3,55 (ymmup.c, 3H), 2,86 (ymmp.x, 3H),
1,30 (c, 9H);

MC (ESI) m/z: 517,0 (M+H).

IIpumep 222.

Cnenys obmemy crioco0y B, kapOamar coequnenus u3 npumepa B19 (3,00 1, 13,44 mmons) u obpa3sers
A28 (3,00 T, 9,02 MMoutb) 00BeaHSIN ¢ TToTydeHneM 1-(1-tpet-OyTui-1H-mupazon-4-mm)-3-(4-xmop-2-drop-5-
(1-meTun-7-(MeTHIaMUHO)-2-0Kco-1,2-murunpo-1,6-nadrupuann-3-un)denmn)mouesunsl (1,85 r, Bexox 41%).

'H SIMP (400 MI';, IMCO-dy): & 8,72 (c, 1H), 8,63 (yummp.c, 1H), 8,40 (c, 1H), 8,18 (x, J=9 I'y, 1H), 7,79
(c, 1H), 7,73 (¢, 1H), 7,50 (1, J=11T'w, 1H), 7,39 (c, 1H), 7,10 (M, 1H), 6,17 (¢, 1H), 3,50 (c, 3H), 2,85 (xn, J=5
I'y, 3H), 1,46 (c, 9H);

MC (ESI) m/z: 498,0 (M+H").

ITpumep 223.

Crenys obmemy crioco0y B, kapbamaT 5-Tper-OyTiimn3okca3on-3-amuna (50 mr, 0,223 MMomb) n oOpasen
A46 (72 wr, 0,223 MMoIb) 00BEANHSUIN ¢ TIOJTydeHneM 1-(5-TpeT-OyTrmim3okca3on-3-mn)-3- (4-3tuHmi-2-grop-
5-(8-MeTnin-2-(MeTHIIaMHHO )-7-0Kkc0-7,8-muruaponupuno| 2,3-d Jmupumuana-6-nn)pernn)mouesuna (0,058 r,
BbIX0H 53%).

'H SIMP (400 MI', IMCO-dg, ocHOBHBIE u3zomepsi): & 9,90 (c, 1H), 8,99 (c, 1H), 8,52 (¢, 1H), 8,22 (x,
J=8,4T'u, 1H), 7,87 (xB, J=4, 8 I'y, 1H), 7,80 (¢, 1H), 7,48 (1, J=11,6 T'n, 1H), 6,47 (c, 1H), 4,08 (c, 1H), 3,60 (c,
3H), 2,91 (n, J=4,8 I', 3H), 1,26 (c, 9H);

MC (ESI) m/z: 490,2 (M+H").

[Ipumep 224.

Jlis mepemenmMBaHus CycrnieH3uu u3 3-tper-0yTii-1-(3-antpodenun)-1H-nmupazon-S-aMuHa ruapoxiopu-
na (0,500 r, 1,685 mmous, 1,00 skxB.) n mupuauaa (0,412 M, 5,05 mmons, 3,00 skB.) B CH,Cl, (17 M) mpu 22°C
no6asisuin Troc-Cl (0,244 mi, 1,769 mmons, 1,05 3kB.). PeareHTsl 00beIUHAIIN, ICPEMEIINBAIA B TCUCHHUE HO-
YU MPU KOMHATHOW Temmepartype. 3aBepuieHHyio peakuuto pasdasmsuin CH,Cl, n mpomsBamu 3M HCI (2x).
OO0benuHeHHBIE BOJHBIE pacTBOPHI dkcTparupoany npu nmomomu CH,Cl, (1x). O0bemuHEeHHBIE OPTaHUIECKHE
BemecTBa npombiBasin H,O (2x%), coneBbiM pactBopoM (1x), cymmmu (Na,SO,4), GUIBTpOBAIN U BBHITIAPUBAIIH.
HeounieHHbIH MPOAYKT OYMIIAIN IyTEM Xpomarorpauu ¢ KOJOHKOH 11t oTroHa Menkux ¢paxuumit (100%
rekcaHoB 10 30% EtOAc/rexcanoB) ¢ nomydeHuem 2,2,2-TpuUXJIOpITHI-3-TpeT-OyTmi-1-(3-aurpodenun)-1H-
npason-5-unkapoamar (0,67 r, Berxox 91%) B popme MacIsIHUCTOH KUAKOCTH.

2,2,2-Tpuxnopatun 3-tper-0yTHi-1-(3-aurpodpennn)-1H-nmupaszon-5-unkapdbamar (0,67 r, 1,538 mmons,
1,(30 skB.) B EtOAc (30 M) B36anTeBaim npu H, (3,5 atm) mpu 22°C max 10% Pd/C (0,327 1, 0,154 mmomns,
0,10 akB., 50% H,0) B Teuenne Houm. [locie 3aBepuieHUs TUApOreHU3aNK ero odpadateBamn Ac,O (3 M)
00beANHUTM TIPY KOMHATHOH Temneparype. Uepe3 45 MuUH cMech (UIBTpOBaNIM 4epe3 LEIHT, IPOMBIBas MPH
nomorn EtOAc. ®unbtpar oOpabaThiBaii TPUOJM3UTEIHLHO PaBHBIM OOBEMOM HACBHIIEHHBIM PAaCTBOPOM
NaHCO; 1 "HTEeHCHBHO OOBEIUHSIIA MPU KOMHATHON TeMIlepaType B TedeHue 3 4. Daspl pa3fessian U CJIoi op-
TaHUYECKHX BEUIECTB IPOMBIBANIM HACHIIEHHBIM pacTBopoM NaHCO; (2x). O0bequHeHHBIE BOJHbIE (ha3bl IKCT-
paruposanu npu nomomn EtOAc (1x). O0benMHeHHbIE OpraHUYECKHE BEIIECTBA TPOMBIBAJIM COJICBBIM PacTBO-
pom (1x), cymmmm (MgSO4), GunbTpoBaSM W BHIMApUBAIN C HonydeHuem 2,2, 2-tpuxyopatun  1-(3-
arieramuodernn)-3-tper-0ytuin- 1 H-mmpazon-5-unkap6amar (0,50 1, Berxon 73%) B popme TBEpIOTO BemecTBa
6emoro 1BeTa, KOTOPOE MPUMEHSITH, KaK OTIMCAHO B CICAYIOMIEH peakIiy.

'H SIMP (400 MI';, IMCO-dg): 8 10,10 (c, 1H), 9,95 (ymmp.c, 1H), 7,74 (ymmp.c, 1H), 7,54-7,51 (m, 1H),
7,37-7,31 (m, 1H), 7,08 (#, J=7,6 I'n, 1H), 6,26 (c, 1H), 4,84 (c, 2H), 2,03 (c,. 3H), 1,26 (¢, 9H);

MC (ESI) m/z: 447,0 (M+H), 449,0 ((M+2+H).

Cnenys obmemy crocody C, 2,2,2-tpuxiopatan 1-(3-anmeramugodennn)-3-tper-0yw-1H-mupazon-5-
nnkap6amat (0,100 r, 0,223 mmouis, 1,00 3kB.) 1 o6pazerr A39 (0,070 1, 0,223 mmons, 1,00 5kB.) 0OBEIUHSIHN C
HOIy4eHUEM 1-(1-(3-aueramunodenmn)-3-tper-Oytri- 1 H-nupason-5-uin)-3-(2-¢pop-4-metun-5-(8-merun-2-
(MeTmITaMuHO)-7-0Kco-7,8-muruaponupuao|2,3-d jmupumunua-6-mi)henun)modeBunsl (20 mr, Berxox 15%) B
(hopme TBEpIIOTO BeJeCTBa IPsI3HO-0EI0ro BETA.

'H SIMP (400 MTI'ti, IMCO-dg): & 10,17 (c, 2H), 8,92 (c, 1H), 8,85 (c, 1H), 8,61 (ymmp.c, 1H), 7,95 (x,
J=8,4 I'u, 1H), 7,82 (ymmp.x8, 1H), 7,68 (1, J=8,0 T'u, 2H), 7,43 (ax, J=7,6 u 16,4 I'n, 1H), 7,16-7,11 (m, 2H),
6,35 (c, 1H), 3,60 (c, 3H), 2,90 (ymup.n, 3H), 2,05 (yump.c, 3H), 1,23 (c, 9H);

MC (ESI) m/z: 612,3 (M+H).

IIpumep 225.

Cnenys obmemy crioco0y D, obpazernr B30 (0,351 r, 0,3 mmons) u o6paszert A30 (0,1 r, 0,3 MMoIIb) B Tipu-
cyrcrBun TpudTHiaamuHa (0,12 T, 1,2 MMonb) n qudenmndocdapunazuaa (0,25 r, 0,91 MMoib) 00beAMHSIN C
MOJTydeHUEM 1-(1-tpeT-6yTHn-1H-mupazon-4-wmn)-3-(5-(1-atun-7-(MmeTunamMuHo)-2-okco- 1,2 -nurutpo-1,6-
HadTUPHINH-3 -11)-2-(hTOop-4-MeTHI(QEHIIT)MOUEBUHBI B JOpME TBEPJIOTO BelecTBa Oesoro 1eeta (41 mr, BbI-
xo1 27%).
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'H SIMP (400 MTI'tr, IMCO-dy): & 8,64 (c, 1H), 8,41 (c, 1H), 8,40 (c, 1H), 7,94 (1, J=8,8 I';, 1H), 7,78 (c,
1H), 7,64 (c, 1H), 7,36 (c, 1H), 7,10 (&, J=12,0 I'n, 1H), 7,01-6,97 (m, 1H), 6,23 (c, 1H), 4,14 (xB, J=6,8 'y, 2H),
2,85 (1, J=4,8 I', 3H), 2,05 (c, 3H), 1,45 (c, 9H), 1,20 (t, J=6,8 ', 3H);

MC (ESI) m/z: 492,3 (M+H").

[Tpumep 226.

Cnenys obmemy crniocody F, obpazerr A22 (0,060 r, 0,21 mmonp) u 1-HadTumuzornumar (0,033 mu, 0,23
MMOJIb) 00BEANHSIHN C TonydeHueM 1-(5-(1-3tun-2-okco-1,2-murunpo-1,6-aadtapuann-3-mn)-2-pTopheHin)-3-
(madranun-1-mwn)moueBunHs (72 Mr, BEIXoa 75%).

'H SIMP (400 MI't, IMCO-d): & 9,14 (c, 1H), 9,08 (1, J=2,0 T'u, 1H), 8,92 (c, 1H), 8,54-8,51 (m, 2H),
8,13-8,11 (m, 2H), 7,99 (&, J=7,8 I'n, 1H), 7,83 (&, J=7,4 T'n, 1H), 7,60-7,47 (M, 4H), 7,42 (1, J=7,8 ', 1H), 7,31
(z, J=9,0 T'm, 2H), 4,26 (x8, J=7,0 I'y, 2H), 1,19 (1, J=7,0 I'y, 3H);

MC (ESI) m/z: 453,3 (M+H").

ITpumep 227.

Crenys obmemy crioco0y D, 2,3-nudropbenzoiinyto kucnory (40 mr, 0,25 Mmois) u obpazern; A39 (80 wmr,
0,25 mmoms) B mpucyrcteur DPPA (60 mxu, 0,28 mmons) u Et;N (40 Mk, 0,28 MMO1b) 00BETUHSITH C TIOTyYe-
HueM 1-(2,3-gudropdenun)-3-(2-¢prop-4-metri-5-(8-mMeTuin-2-(MeTHIAMUHO)- 7-0Kco-7,8-nuruaponupuao| 2,3-
d]mupumunna-6-wn)permn)moueBunst (90 mr, Berxox 76%).

'H SIMP (400 MTI't, JMCO-ds, ocHoBHO# potomep): & 9,16 (yump.c, 1H), 9,02 (ymmp.c, 1H), 8,61
(ymup.c, 1H), 7,9-8,0 (m, 2H), 7,80 (M, 1H), 7,69 (¢, 1H), 7,16 (a, J=12,4 Ty, 1H), 7,10 (m, 1H), 7,00 (m, 1H),
3,60 (c, 3H), 2,91 (m, J=4,4 T'n, 3H), 2,07 (¢, 3H);

MC (ESI) m/z: 469,0 (M+H").

ITpumep 228.

Crnenys obmemy criocody C, TROC-kap6amat 4-6pom-3-(tpudropmermn)anmmmna (0,10 r, 0,24 MMoib) u
obpazenr Al12 (72 wr, 0,24 mmoins) (0,10 mm, 0,54 mMmonb) oOBemMHSIH ¢ TodydeHHeM 1-(4-Opom-3-
(rpudropmernn)pennn)-3-(2-prop-5-(8-meTnn-2-(MeTHIIaMHuHO )-7-0Kco-7,8-auruaponupuno| 2,3-d jnupu-
MuIHH-6-11)pernn)modeBunsl (0,027 r, Berxoa 20%).

'H IMP (400 MI't, AMCO-dg, ocHOBHOI poTtomep): & 9,52 (¢, 1H), 8,70 (n, J=2, 0 T'ni, 1H), 8,66 (c, 1H),
8,35 (am, J=1,6, u 7,6 I', 1H), 8,11 (1, J=2,4 I'u, 1H), 7,90 (c, 1H), 7,73, m, 1H), 7,76 (1, J=9,2 I'n, 1H), 7,51
(nm, J=2,8, u 8,8 I'y, 1H), 7,30 (m, 2H), 3,62 (c, 3H), 2,91 (1, J=4,8 I'y, 3H);

MC (ESI) m/z: 566,0 (M+H").

ITpumep 229.

Cnenys obmemy crocody C, obpazen Al (127 wr, 0,444 mmonb) U 2,2,2-TpUXIIOPITHIXHHOIUH-8-
wikap6amat (142 wr, 0,444 mmous) npu 120°C, oObeauHsmu ¢ nomydenueMm 1-(5-(2-amuHO-8-MeTHII-7-0KCO-
7,8-muruaponupuno|2,3-d|mupuMunuH-6-ui)-2-bToppennn)-3 -(XuHoMuH-8-m1)MoueBUHEI (18 Mr, BBIx0a 8%).

'H SIMP (300 MI't, IMCO-dq): & 3,55 (c, 3H), 7,29-7,31 (M, 2H), 7,51-7,64 (M, 3H), 7,50-8,00 (ymmp.c,
2H), 7,94 (c, 1H), 8,37-8,40 (m, 1H), 8,45-8,48 (M, 1H), 8,54-8,56 (M, 1H), 8,75 (c, 1H), 8,92-8,93 (m, 1H), 9,82
(c, 1H), 10,20 (c, 1H);

MC (ESI) m/z: 456,0 (M+H").

ITpumep 230.

Cnenys obmemy ciocody C, TROC-kapbamar coenunenue u3 npumepa B20 (0,10 r, 0,33 mmomn) u oOpa-
3enr A17 (116 mr, 0,33 MMoITb) 00BeANHSITH ¢ TTosTydeHueM 1-(4-xmop-2-¢pTop-5-(8-MeTmi-2-(MeTHIITHO)-7-0KCO-
7,8-nurunaponupuno|2,3-dmupumunun-6-nn)dpennn)-3-(3-u3onponmn3okca3on-S-mi)mouesunsl (0,087 T, BBI-
x01 52%).

MC (ESI) m/z: 503,0 (M+H").

Crenys npouenype, aHaJoTHIHO onucanHoH B mpuMepe Al, 1-(4-xiop-2-drop-5-(8-meTnin-2-(MeTHnaTHO)-
7-okco-7,8-nuruaponupuno|2,3-dmupumuaun-6-mn)pernn)-3-(3-u3onponunusokcason-S-min)mouesuny (0,087
r, 0,17 Mmmons) obpadateiBamu M-XITBK (70 Bec.%, 0,051 1, 0,21 mmonn), a 3atem N-metunamudoMm (2,0M B
TIr®, 0,35 s, 0,69 mmomb) ¢ momydeHuem 1-(4-xijop-2-drTop-5-(8-MeTuin-2-(MeTHIaMUHO)-7-0KC0-7,8-
muraaponupuno|2,3-dmupumMuanH-6-nm)Gernn)-3-(3-u30mponmIn30Kca30iI-5-mI)MOUeBUHEl (65 Mr, BBIXOJ
77%).

'H SIMP (400 MI', IMCO-d,, ocHOBHOI poromep): & 10,4 (ymmup.c, 1H), 8,93 (ymmup.c, 1H), 8,62 (c,
1H), 8,11 (7, J=8,8 I', 1H), 7,88 (M, 1H), 7,77 (¢, 1H), 7,59 (n, J=10,8 I', 1H), 5,99 (c, 1H), 3,59 (c, 3H), 2,90
(M, 4H), 1,16 (x, J=7,2 I'u, 6H);

MC (ESI) m/z: 486,0 (M+H").

ITpumep 231.

Crnenyst obmemy croco0y F, obpaserr Al (0,1.50 1, 0,526 mmouns) u 1-usonuanaronadramua (0,100 r,
0,591 wmonb) oOvemuusIM ¢ nomydenueMm  1-(5-(2-ammHO-8-MeTnI-7-0Kco-7,8-muruaponupuaol2,3-
d]mupumunnH-6-un)-2-hropdennn)-3-(Hadranun-1-un)mouennst (0,11 r, Bexox 40%).

'H SIMP (400 M, IMCO-de): 8 9,16 (c, 1H), 9,10 (ymmp.c, 1H), 8,66 (c, 1H), 8,51 (m, 1H), 8,18 (1, J=9
I'u, 1H), 8,05 (yumup.x, J=8 I'u, 1H), 7,93 (ymup.x, J=8 T'u, 1H), 7,89 (¢, 1H), 7,65-7,45 (M, 4H), 7,31 (M, 4H),
3,56 (c, 3H);
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MC (ESI) m/z: 455,0 (M+H").

ITpumep 232.

Cnenys obmemy crnocody B, kap6amar 3-m3omonmi-1-dpenunn-1H-mupason-5-amuna (0,100 r, 0,350
MMoutb) u obpazer; A30 (0,100 r, 0,306 mmonb) oObenuHsIN ¢ moxydeHneM 1-(5-(1-oTun-7-(MeTuIaMuHo)-2-
okco-1,2-muruapo-1,6-HadpTupuau-3-mn)-2-prop-4-metmwidennn)-3-(3-u3onponun- 1 -penwmn- 1 H-nmupazon-5-
nm)mouesunsl (0,14 T, Beixox 72%).

'H SIMP (400 MI't, IMCO-dg): & 8,89 (c, 1H), 8,82 (c, 1H), 8,40 (c, 1H), 7,91 (n, J=9 I'u, 1H), 7,64 (c,
1H), 7,50 (M, 4H), 7,41 (m, 1H), 7,10 (g, J=12 I'y, 1H), 7,00 (m, 1H), 6,31 (c, 1H), 6,24 (c, 1H), 4,14 (xB, J=6
I'm, 2H), 2,85 (M, 4H), 2,06 (c, 3H), 1,20 (1, J=6 ', 3H), 1,18 (z, J=6 'y, 6H);

MC (ESI) m/z : 554,2 (M+H").

ITpumep 233.

Jlis cMemmBaHMs pacTBopa coeanHenue u3 npumMepa B28 (0,200 r, 1,314 mmons, 1,00 5kB. ) 1 nupuanHa
(0,213 ™, 2,63 mMoub, 2,00 3xB.) B CH,Cl, (13 M) mpu 0°C mobasnstimu uzonponermt xiaopdpopmat (0,158 mur,
1,446 mmonb, 1,10 2xB.). Uepes 45 mun npu 0°C 3aBepmuBmryrocs peakiuio pazdasnsumm CH,Cl, m mpombiBamu
3M HCI (2x). O6beauHEeHHBIE BOIHBIE pacTBOPHI dKcTparupoBaiu npu nomormu CH,Cl, (1x). O6benuHeHHBIE
oprannyeckue BemecTBa nmpoMbiBai H,O (1x) u coneBsiM pactBopoM (1x), cymmnu (Na,SO4), GuIsTpoBanu u
BBITIAPUBAJIH, MOJTy4Yasi HEOUHICHHBIN TPOTI-1-eH-2-11 3-IUKIIONeHTIIIN30Kca3oi-5-mikapbamar (0,41 r, BeIxonq
132%) B hopMe MacCITHUCTOH KHUIKOCTH, KOTOPYIO MPUMEHSUIN, KaK YKa3aHO B CIEIYIOIIEH PeaKIuH.

MC (ESI) m/z: 237,0 (M+H).

[pon-1-eH-2-mn 3-nuKIONCHTIWIH30KCa301-5-unkapbamar (0,310 r, 1,312 mmons), obpaser; A39 (0,411 r,
1,312 mmous) u 1-metmmupponuaus (0,027 mi, 0,262 MmMons) oobeansn B TT'® (13 mim) n o0beanHsIN IpH
HarpeBanuu npu 60°C B Teuenue HouM. [lociie 3aBepIICHUs PEAKIIUH MPOIYKTHI OXJTKIAIH 10 KOMHATHON
TEeMIepaTypbl, HAHOCHIJIXA Ha TUIACTHHKY ¥ aBaJIA BEICOXHYTH. HEOUHIIIeHHBIH MOOAYKT OYUIAIN IIyTEM XpoMa-
Torpaduu Ha KOJOHKE Uit OTroHa Mmenkux ¢pakuuii (10-75% EtOAc/rekcansl), a 3aTeM IyTeM OOpamieHHO-
¢dazoBort xpomarorpadpuu (10-60% MeCN (M/0,1% TDPA)YH,O (M/0,1% TDA)) ¢ momydenmem 1-(3-
UKIIOTICHTHIIN30KCa30J1-5-111)-3-(2-prop-4-mMeTun-5-(8-meTuin-2-(Me THIIaMUHO ) - 7-0KCO- 7,8 - TUTU APOTIPH IO
[2,3-d] mupumuana-6-11)penm)modeBuHEI (75 Mr, Beixon 12%) B ¢popme TBEpAOrO BEIIECTBa IPA3HO-0EIOro
I[BETA 10CIe JINODMIN3ALNH.

'H SIMP (400 MT't;, IMCO-de): & 10,30 (c, 1H), 8,68 (ymmp.c, 1H), 8,61 (yump.c, 1H), 7,88 (1, J=8,4 T'n,
1H), 7,83 (ymmp.k8, 1H), 7,68 (¢, 1H), 7,17 (n, J=12,0 I'u, 1H), 5,93 (c, 1H), 3,60 (ymwup.c, 3H), 3,03-2,95 (M,
1H), 2,90 (ymmp.c, 3H), 2,08 (c, 3H), 1,96-1,90 (M, 2H), 1,69-1,54 (M, 6H);

MC (ESI) m/z: 492,3 (M+H).

ITpumep 234.

AHaNOrMYHO TOMY, KaK OIMCAHO JUIsl IPUTOTOBIEHHs B mpuMepe 233, obpazen B29 (0,200 r, 1,203 mmouns,
1,00 3kB.) u o6pazen; A39 (0,377 1, 1,203 MMoJIB) BCTynaliu B peakinio ¢ oopazoBanueM 1- (2-prop-4-meTmin-5-
(8-MeTmin-2-(MeTHIIaMIHO )-7-0Kc0-7,8-muruaponupuo| 2,3-d mupumuana-6-mm) hennin)-3-(3-( 1 -Me THIIHKII0-
MIEHTIT) U30Kca30I-S-mn)moueBHHEI (107 mr, BeIxon 18%) B popme TBepIoro BemecTa Ips3HO-0€JI0ro IIBeTa.

'H SIMP (400 MI'u, IMCO-de): & 10,30 (c, 1H), 3,68 (yump.c, 1H), 8,61 (c, 1H), 7,89 (n, J=8,4 ', 1H),
7,85 (yummp.x8, 1H), 7,68 (c, 1H), 7,17 (7, J=12,4 T'u, 1H), 5,97 (c, 1H), 3,60 (ymwup.c, 3H), 2,95 (ymmup.c, 3H),
2,08 (c, 3H), 1,95-1,91 (m, 2H), 1,70-1,52 (M, 6H), 1,23 (c, 3H);

MC (ESI) m/z: 506,2 (M+H).

IIpumep 235.

Kap6amat 5-tper-Oytunusokcason-3-amuna (100 mr, 0,446 mmons), obpazent A31 (139 mr, 0,446 Mmoub)
u 1-metunmupponuant (9,27 mxi, 0,089 mmois) o6bequasim B TT'® (5 MiT) 1 00beANHSIN TIPH HAarpeBaHHUU JI0
60°C B repmeTHyHOM (hIaKOHE C 3aBUHYMBAIOIICHCS KPBHIIIKOH B Tedenue 24 4. [locie 3aBepiieHust peakiiuu
MPOIYKTHI OXJIAKAAIH 0 KOMHATHOH TeMIepaTypsl M KOHIEHTPUPOBAIH JI0 CYXOro cocTosiHUS. HeounmieHHbIH
NPOIYKT OYMIIAIH IMyTeM oOpamieHHo-(pazoBoi xpomarorpadun (5-45% MeCN (m/0,1% TDA)/H,O (M/0,1%
TDA)). Opakuuu, colepKanue YUCTHIA MPOAYKT, OOBEIUHIN U TMOABEPTATH HEUTPATH3alUN HACHIIIICHHBIM
pactBopoM NaHCOj;. Ero skctparupoBanu npu nmomomu EtOAc (2x). O0beqMHEHHBIE OpraHUYECKHe BEIIeCTBA
TIPOMBIBAJIA COJIEBBIM pacTBOpoM (2x), cymmau (MgSO,), GUIbTpoBaIM U BBIMAPUBAIH JI0 MOJYYCHUS CYXOTO
ocratka. Ero pacrBopsun/nepeBoamim B cycniensuio B MeCN/H,0, 3amopakuBany u TMo(QWIN3UpOBAIN 10 HO-
aydenus 1-(5-(7-amuHO-1-3THI-2-0KCO0-1,2-1MTHApO-1,6-Had THPHANH-3-11)-2-PTop-4-MeTnndenmn)-3-(5-Tpet-
OyTunu3okcaszon-3-mi)moueBuHHI (108 mr, Bexon 50,6%) B hopme TBEpIOTO BEIIecTBa OSKEBOTO IIBETA.

'H SIMP (400 MI'ty, IMCO-dq): & 9,79 (c, 1H), 8,74 (c, 1H), 8,35 (c, 1H), 7,91 (n, J=8,4 I'n, 1H), 7,65 (c,
1H), 7,15 (m, J=12,0 'y, 1H), 6,49 (ymmup.c, 2H), 6,44 (c, 1H), 6,34 (c, 1H), 4,09 (xB, J=6,8 I'm, 2H), 2,07 (c,
3H), 1,25 (c, 9H), 1,20 (1, J=6,8 I'r;, 3H);

MC (ESI) m/z: 479,2 (M+H).

ITpumep 236.

Cnenys obmemy croco0y B, kapbamar 5-tpeT-Oytrnuzokcason-3-amuna (108 mr, 0,480 MMoib) 1 0oOpa-
e A44 (150 wmr, 0,480 mMonb) OOBEAMHSIIM C TOJyYEHHEM IIPOMEXKYTOYHOro cyiabduna, 1-(5-Tper-
OyTninzokcasoi-3-mui)-3-(4-metui-3-(8-meTun-2-(MeTHIITHO ) - 7-0kco- 7,8 - murunponupuao| 2,3-d jmupumu anH-6-
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win)denmn)moueBunsl (35 mr, 15% Beixon). Criemyst npoueaype, aHaJOTHYHO onucaHHO# B mpumepe Al, 1-(5-
TpeT-OyTHIN30KCa30-3-1i1)-3-(4-MeTmi-3-(8-MeTHi-2-(MeTHIITHO) - 7-0Kco- 7,8 - muruaponupuao| 2,3-d mupu-
MuIH-6-mn)permn)moueBuny (158 mr, 0,330 mmoib) u 2,0H. pactBop MeTmiiamuua B TT'® (1,7 mi) oObeanHs-
T ¥ OYHMIIAJIH ITyTeM XpoMaTtorpaduu (kooHka Biotage Si-25, 60-100% stunanerat/rekc) ¢ moaysenuem 1-(5-
TpeT-0yTUIN30KCa301-3-1i)-3-(4-MeTHn-3-(8-MeTHII-2-(MEe THIIaMHHO ) - 7-0KCc0-7,8 - quruaponupuno| 2,3-d Jmu-
PUMHINH-6-1T)(heHIT)MOUIeBHUHEI (49 Mr, BBIX0 32%).

'H AMP (300 MI'ty, IMCO-de): & 1,26 (c, 9H), 2,06 (c, 3H), 2,90 (c, 3H), 3,53-3,60 (M, 3H), 6,46 (c, 1H),
7,14-7,16 (M, 1H), 7,26-7,28 (m, 1H), 7,32 (c, 1H), 7,67 (¢, 1H), 7,65-7,80 (ymup.m, 1H), 8,60-8,65 (m, 1H),
8,72 (¢, 1H), 9,47 (c, 1H);

MC (ESI) m/z: 462,0 (M+H").

ITpumep 237.

Crnenyst obmemy crocody D, oopazernr B40 (50 mr, 0,19 Mmmomns) u obpazerr Al2 (56 mr, 0,19 mmonb) B
npucyrctBun DPPA (46 mxi, 0,21 mmons) u Et;N (30 mxir, 0,21 MMoITh) 00beiMHSIIH ¢ TIOTy4YeHUuEeM 1-(2-Tpet-
OyTni-4-MopHOTMHINPUMUANH-S5-1)-3-(2-pTop-5-(8-MeTHa-2-(METHIAMUHO)- 7-0KCcO-7,8-muruaponupuao| 2,3-
d]mupumunnH-6-un)denmn)moueBunbl. Ee oOpabareiBann BogasiM pactBopoM HCI (0,100M) ¢ monmyuenuem 1-
(2-Tpet-0yTHiT-4-MOpOTUHIHUPUMHUATUH-5-1111)-3-(2-PTOp-5-(8-MeTHIT-2-(METHIIAMUHO ) -7-0KCO-7,8-AUTHAPO-
nupuao|2,3-d | mupuMu aH-6-11) b eHIT)Mo4eBUHBI THApoxiopuaa (14 mr, Berxon 13%).

'H SIMP (400 MI'u, IMCO-ds, ocHOBHbIE uzomepsi): & 9,17 (¢, 1H), 8,90 (ymmp.c, 1H), 8,65 (ymmup.c,
1H), 8,32 (¢, 1H), 8,30 (mn, J=2, 0 u 8,0 I'u, 1H), 7,88 (yump.c, 1H), 7,86 (c, 1H), 7,27 (m, 2H), 4,00 (M, 4H),
3,73 (M, 4H), 3,60 (c, 3H), 2,90 (c, 3H), 1,36 (c, 9H);

MC (ESI) m/z: 562,3 (M+H").

ITpumep 238.

Cnenys obmemy croco0y D, 3-tper-OyTtuin-1-mernin-1H-nupason-5-kapookcunbayto kucioty (0,061 T,
0,33 mmouts) 1 o6pazen; A63 (0,116 1, 0,33 mmons) B npucyrcTBun Tpudtmiiamuna (0,1 1, 0,97 Mmmois) u nude-
aunpochapmnazuna (0,14 r, 0,5 (Mmonb) o0benuHsN ¢ momydeHueM 1-(3-tper-OyTmin-1-metun-1H-mupason-5-
ni)-3-(4-xyop-5-(8-3THin-2-(MEeTHIaAMUHO)- 7-0KCc0- 7,8 -nuruaponupuo| 2,3-d mupumu anH-6-ni)-2-propdennn)
MOYeBHHBI B hopMe TBeporo BemecTna oemoro ngera (0,045 T, Beixoxa 25%).

'H SIMP (400 MI't, IMCO-dg) : & 8,96-8,95 (m, 2H), 8,61 (c, 1H), 8,17 (x, J=8,8 ', 1H), 7,88-7,86 (M,
1H), 7,74 (c, 1H), 7,56 (n, J=7,2 I'n, 1H), 6,05 (c, 1H), 4,36-4,31 (M, 2H), 3,59 (c, 3H), 2,89 (1, J=4,4 'y, 3H),
1,24-1,17 (m, 12H);

MC (ESI) m/z: 527,2 (M+H").

ITpumep 239.

Cnenys obmemy crmocoOy D, 3-m3ompormi-1-metwn-1H-mupazon-5-kapobokcunsayro kuciory (0,055 T,
0,33 mmous) u obpazenr A63 (0,114 1, 0,33 mmounb) B ipucyTcTBun TpudTunamusa (0,1 T, 0,97 MMoip) u nude-
aundocdapmrazuna (0,14 r, 0,5 MMob) oObeuHSIIH C TIONTydeHHueM 1-(4-x0p-5-(8-3THn-2-(MeTHIaMHUHO)-7-
okco-7,8-muruaponupuao| 2,3-d jnupumMuauH-6-mn)-2-propdhennn)-3-(3-uzonpomnmi- 1 -metnn- | H-mupason-5-
WII)MOUYEBHHEI B popMme TBepaoro BemecTBa 6enoro nseta (0,037 r, Beixox 22%).

'H SIMP (400 MI', JIMCO-dq): & 8,98 (c, 1H), 8,96 (c, 1H), 8,61 (c, 1H), 8,16 (x, J=8,4 I'n, 1H), 7,88-
7,86 (M, 1H), 7,74 (c, 1H), 7,57 (n, J=10,8 T'n, 1H), 6,01 (c, 1H), 4,36-4,31 (M, 2H), 3,58 (c, 3H), 2,90 (z, J=4,4
I'y, 3H), 2,77-2,70 (M, 1H), 1,22 (T, J=6,8 I'n, 3H), 1,12 (1, J=6,0 I'y, 6H);

MC (ESI) m/z: 513,0 (M+H").

ITpumep 240.

Crnenys obmemy ciocody D, oopazer; B45 (100 mr, 0,549 MMmons), TpusTriiaMuH (64 mr, 0,631 Mmoins), 00-
pazert A38 (164 mr, 0,549 mmons) u aqudenmndocdapunazun (174 mr, 0,631 MMOITE) OOBETUHSITH C TIOTyYSHHEM
1-(1-tpeT-0yTHn-5-mernn-1 H-mupazon-4-un)-3-(2-dprop-5-(1-metun-7-(meTunamMuno))-2-okco- 1 ,2-nuruapo-1,6-
HadTupuanH-3-mn)denmn)moueBunsl (81 mr, Beixox 30%). Ee npeBpamamm B coips MoHOMe3mat (91 mr).

'H SIMP (300 MI', IMCO-dg): 8 1,53 (c, 9H), 2,31 (c, 3H), 2,33 (c, 3H), 2,97 (c, 3H), 3,54 (c, 3H), 6,53
(c, 1H), 7,20-7,29 (M, 2H), 7,45 (c, 1H), 7,98 (c, 1H), 8,18-8,35 (ymmp.c, 1H), 8,21 (c, 1H), 8,42 (n, 1H), 8,58 (c,
1H), 8,63 (ymmp.c, 1H);

MC (ESI) m/z: 478,3 (M+H").

ITpumep 241.

Crenys obmemy criocody D, obpazery B46 (124 mr, 0,525 mmons), Tpustinamud (61 mr, 0,604 MMoib),
obpazer A38 (157 mr, 0,525 mmonp) n qudpennmndochapunazna (166 mr, 0,604 MMoIb) 00BEIUHSIIN C MOTyYeE-
HueM  1-(1-tper-OyTHin-S-(rpudropmernin)-1H-nupaszon-4-mn)-3-(2-¢prop-5-(1-meTni-7-(MEeTHIaMUHO)-2 -0KCO-
1,2-nuruapo-1,6-sadTrpuann-3-m)peHmn)MoueBUHEL (62 Mr, BbIxos 22%). Ee npeBpamnianu B cojb MOHOME3H-
nat (55 wmr).

'H SIMP 1300 MI'ty, IMCO-de): 8 1,57 (m, 9H), 2,29 (c, 3H), 2,95 (c, 3H), 3,54 (c, 3H), 6,46 (c, 1H), 7,24-
7,30 (M, 2H), 7,94 (c, 1H), 7,97 (c, 1H), 8,05 (ymmp.c, 1H), 8,39-8,41 (M, 1H), 8,56 (1, 2H), 9,15 (c, 1H);

MC (ESI) m/z: 532,0 (M+H").

ITpumep 242.

Cnenys obmemy crioco0y F, obpaszerr A39 (75 mr, 0,239 mmons) u nukionenTmwin3onuanat (0,270 mur,
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2,396 MMOJIb) OOBEIUHSIN C TOJyYEHHUEM |-ITUKIIONEHTIII-3-(2-pTOop-4-MeTHI-5-(8-MeTHI-2-(METHIAMHUHO)- 7~
okco-7,8-guruaponupuno| 2,3-d Jrupunmunus-6-un)penmt)moyeBunsl (81 mr, Beixon 80%) B ¢opme TBepAoro
BEIllECTBA OEJIOT0 IBETA.

'H SIMP (400 MTI'u, IMCO-dq): & 8,59 (yump.c, 1H), 8,05 (1, J=2,4 I'n, 1H), 7,94 (1, J=8,81 I'u, 1H), 7,80
(ymup.xB, 1H), 7,64 (c, 1H), 7,05 (g, J=12,8 I'y, 1H), 6,60 (n, J=7,21 I'u, 1H), 3,87 (M, J=6,8 I'y, 1H), 3,59
(ymmp.c, 3H), 2,90 (ymmup.c, 3H), 2,03 (c, 3H), 1,84-1,75 (m, 2H), 1,64-1,46 (M, 4H), 1,36-1,28 (M, 2H);

MC (ESI) m/z: 425,2 (M+H").

[Tpumep 243.

Crnenys obmemy crioco0y B, kapbamat coenunaenus u3 nmpumepa B2 (114 mr, 0,480 mmois) u obpazen A44
(150 mr, 0,480 MmMmoib) 00BeaMHSIHN ¢ TTONydeHHeM 1-(3-Tper-O0yTmi-1-merni-1H-mupazon-5-un)-3-(4-metun-3-
(8-meTni-2-(MeTHATHO)-7-0KCO-7,8-Iuruaponupuro| 2,3-d |nupuMunuH-6-1m1)heHn)MoYeBUHE B opme TBep-
JIOTO BEIIECTBA CBETIIO-KENTOro IBeTa (217 mr, Berxox 92%).

MC (ESI) m/z: 492,3 (M+H").

Crenys mpouenype, aHaJOTH4HON ommcaHHOW B mpumepe Al, 1-(3-tper-Oytmn-1-merun-1H-nupason-5-
win)-3-(4-metni-3-(8-meTnin-2-(MeTHITHO)-7-0KC0-7,8-nuruapenupuno| 2,3-d [nupumMuanH-6-un)  peHmw)Moue-
BuHY (217 mr, 0,441 mmous) u 2,08, Metwiamud B TT'® (2,2 mi, 4,41 MMOib) OOBEAMHSIN W OYUIIAITN ITyTEM
obpamenHo-(hazoBoi xpomaTorpadun (komonka Biotage C18-25, 10-100% ameToHUTpIII/BOA) U HEUTPATH30-
BeiBaNM 10% kxapOoHaToM HaTpus ¢ obpazoBanueM 1-(3-tper-OyTui-1-mermn-1H-mmpa3zon-5-nm)-3-(4-metnn-3-
(8-MeTmin-2-(MeTHIIaMIUHO )-7-0Kc0-7,8-quruaponupuo| 2,3-d mupumuauH-6-mn)hennn)ModeBUHb (60 MT, BBI-
xo7 28%).

'H AMP (300 MI'ty, IMCO-de): & 1,15 (c, 9H), 2,06 (c, 3H), 2,90 (c, 3H), 3,53-3,63 (M, 6H), 6,02 (c, 1H),
7,12-7,14 (m, 1H), 7,23-7,26 (M, 1H), 7,34 (c, 1H), 7,66-7,80 (M, 2H), 8,42 (c, 1H), 8,58-8,68 (M, 1H), 8,79 (c,
1H);

MC (ESI) m/z: 475,2 (M+H").

ITpumep 244.

Crenys obmemy criocody C, TROC-kapbamar coenunenue n3 npumepa B18 (0,150 r, 0,475 mmons) u 006-
pazen A64 (0,100r, 0,317 Mmonb) 00benuHSIN ¢ ToydeHueM 1-(3-Tper-0yrunnzokcason-5-mm)-3-(4-x1op-3-(8-
MeTHI-2-(METHIIAMHHO)-7-0Kc0-7,8-muruapornupuno| 2,3-d jrupumuaua-6-mn)permn)moueBuHbl (0,055 T, 36%)
B (hopMe TBEepAOTO BElIeCTBa OEIIOTO IBETA.

'H SIMP (400 MI'u, IMCO-dq): 8 10,20 (c, 1H), 8,99 (c, 1H), 8,62 (c, 1H), 7,88 (m, 1H), 7,77 (c, 1H), 7,56
(1,J=1,4 'y, 1H), 7,44-7,42 (M, 2H), 6,04 (c, 1H), 3,60 (c, 3H), 2,91 (M, 3H), 1,23 (c, 9H);

MC (ESI) m/z: 482,0 (M+H").

ITpumep 245.

Cnenys obmemy criocody D, obpazenr B41 (60 mr, 0,22 MMous) 1 obpazerr Al2 (65 mr, 0,22 MMmons) B
npucytcTBuU DPPA (52 Mk, 0,26 mmons) 1 EN (34 Mk, 0,26 MMOIb) 00beIMHSITH ¢ TIOTydeHHeM 1-(2-Tpet-
oytni-4-(3-proppeHmn)nupumMuuH-5-mr)-3-(2-prop-5-(8-MeTmin-2-(METHIIAMHUHO )-7-0KCO-7 ,8- TUTUPO-
mupu o[ 2,3-dnupumuauH-6-1mn)dpeHnn)ModeBUHb (68 Mr, BbIxoa 55%).

'H SIMP (400 MT't, IMCO-ds, ocHoBHOiT m3oMmep): & 9,08 (¢, 1H), 9,01 (ymmp.c, 1H), 8,64 (ymup.c, 1H),
8,62 (ymmmp.c, 1H), 8,34 (nn, J=2,0 u 8,0 I'u, 1H), 7,85 (c, 1H), 7,81 (m, 1H), 7,59 (m, 3H), 7,38 (m, 1H), 7,28 (M,
2H), 3,51 (¢, 3H), 2,90 (x, J=4,8 I';, 3H), 1,37 (c, 9H);

MC (ESI) m/z: 571,3 (M+H").

ITpumep 246.

Crenys obmemy crocoOy F, oopazer; A12 (50 mr, 0,167 mMois) u 3,5-mumernindenun nzonuanat (0,025
i, 0,175 MMOIb) OOBEOMHANN W OYHINAIK IyTeM oOparieHHo-¢pa3zoBoit xpomatorpadmu (MeCN (m/0,1%
TDOA)/H,O0 (M/0,1% TDPA)) ¢ momyuenuem 1-(3,5-mumernndenmn)-3-(2-¢prop-5-(8-meTmn-2-(MeTHIAMHHO)-7-
0Kco-7,8-murunponupuao|2,3-d jmupumuaua-6-mn)pernn)moueBuasl (34 mr, BeIXon 46%) B (opme TBepHOro
BEIllECTBA OEJIOT0 IBETA.

'H SIMP (400 MT'1;, IMCO-dg): & 8,95 (ymmp.c, 1H), 8,69 (ymmp.c, 1H), 8,57 (yump.c, 1H), 8,48-8,45 (m,
1H), 7,90 (¢, 1H), 7,83 (ymmp.k8, 1H), 7,29-7,27 (M, 2H), 7,09-7,05 (M, 2H), 6,64-6,61 (M, 1H), 3,60 (ymmp.c,
3H), 2,93 (ymmp.c, 3H), 2,24 (c, 3H), 2,22 (c, 3H);

MC (ESI) m/z: 447,0.

ITpumep 247.

Crnenyst obmemy crioco0y F, obpazerr A12 (50 mr, 0,167 mmons) u 3,5-muxnopdenun usonuanar (0,024
w1, 0,175 mmons) 00benuHsIM ¢ oaydeHueM 1-(3,5-nuxmnopdenun)-3-(2-dprop-5-(8-meTmn-2-(MeTHIaMuHO)-7-
okco-7,8-guruaponupuno| 2,3-d Jmrupumunus-6-un)permn)moueBunsl (70 mr, Bbixon 86%) B Gopme TBEpAOTo
BEILIECTBA.

'H SIMP (400 MI'ti, IMCO-dq): & 9,42 (ymmp.c, 1H), 8,75-8,68 (m, 2H), 8,39-8,37 (M, 1H), 7,92 (c, 1H),
7,84 (ymmp.xB, 1H), 7,54-7,53 (m, 2H), 7,35-7,27 (M, 2H), 7,21-7,19 (M, 1H), 3,64 (ymmup.c, 3H), 2,93 (ymup.c,
3H);

MC (ESI mv/z: 487,0 (M+H"), 489,0 (M+2+H").
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ITpumep 248.

Crnenys obmemy crioco0y D, obpazert B45 (69 mr, 0,378 mMouns), TpusTiiamus (44 mr, 0,435 MMob), 00-
pazerr A10 (125 wmr, 0,378 mmons) u qudenmndochapmnazun (120 mr, 0,435 MMOIIB) OOBEIUHSIN W OYHIIAITH
myTeM xpomarorpaduu (komonka Biotage Si-25, 50-100% stumanerat/rexcan - 1200 mir), B pe3yapTaTe HoIy4da-
hivvt 1-(1-tpeT-0yTun-5-metun- 1 H-mupazon-4-mm)-3-(2-dprop-4-meTmn-5-(8-mMeTnin-2-(MeTHITHO )-7-0Kco-7, 8-
quraaponupuno|2,3-dmupumMuanH-6-ni)peHnT)MoOYeBUHY B (hOpMe TBEPAOTO BEIIECTBA KEJITO-KOPUIHEBOTO
useta (31 mr, 16% BBIXOM).

MC (ESI) m/z: 510,0 (M+H").

Crenys npornenype, aHaJIoTHYHO onucanHoi B mpumepe Al, 1-(1-tper-Oytmin-5-metuin-1H-nupazon-4-wn)-
3-(2-prop-4-metmin-5-(8-meTuin-2-(MeTHIITHO)- 7-0Kco-7,8-muruaponupuno| 2,3 -d jnupuMu anH-6-1t) e HmIT ) MOo-
yeBuHy (31 mr, 0,061 Mmmois), M-XIIBK (19 wmr, 0,079 Mmmois) u 2,08, metunamuH B TT'® (0,4 mir) npeBpamanm
B 1-(1-tper-Oytun-5-merun-1H-nmupazon-4-mn)-3-(2-gprop-4-metin-5-(8-mMeTnin-2-(METHIIAMHUHO ) - 7-0KCO-7,8-
quruaponupuno|2,3-dmupumunus-6-mn)henun)modeBuHy (15 mr, Beixox 50%).

'H SIMP (300 MI'n, JIMCO-de): & 1,60 (c, 9H), 2,20 (c, 3H), 2,35 (c, 3H), 2,95 (¢, 3H), 3,60-3,70 (M, 3H),
7,20-7,25 (m, 1H), 7,50 (c, 1H), 7,70 (¢, 1H), 7,70-7,90 (m, 1H), 8,05 (m, 1H), 8,20 (c, 1H), 8,55 (M, 1H), 8,70-
8,80 (m, 1H);

MC (ESI) m/z: 493,0 (M+H").

ITpumep 249.

Cnenys obmeMy crioco0y D, xuHOMUH-5-kapOokcubHYI0 Kucaoty (92 mr, 0,529 MMoIb), TPUATHIAMUAH
(64 mr, 0,635 MMoib), oopazer; A22 (150 mr, 0,529 mmons) n muderundocdapunazug (175 mr, 0,635 MMoIb)
obveauuasiin ¢ mosryaeHueM  1-(5-(1-3Tmi-2-okco-1,2-gurunpo-1,6-madtupunua-3-mn)-2-GTopdheHun)-3 -
(xuHONMMH-5-M)Mo4eBHHBI. Ee npeBpamanu B conb nuxmnopun npu ucnonszosanuu 4H. HCl/nnokcana, 1-(5-(1-
9THN-2-0KCco-1,2-nuruapo-1,6-madTupuans-3-mn)-2-dpropdennn)-3-(XMHOINH-5-IT)MOUYEBUHBl  AUTUAPOXIIOPHU-
na (139 mr, Beixoa 49%).

'H SIMP (300 MT't, IMCO-dg): & 1,29 (r, 3H), 4,37 (x8, 2H), 7,40-7,43 (m, 2H), 7,86-8,00 (m, 4H), 8,29-
8,35 (m, 2H), 8,57 (n, 1H), 8,75-8,80 (m, 1H), 9,14-9,19 (m, 2H), 9,29 (c, 1H), 9,53 (¢, 1H), 10,01 (c, 1H);

MC (ESI) m/z: 454,0 (M+H").

ITpumep 250.

Cnenys obmemy crioco0y D, obpasenr B46 (101 mr, 0,428 mmons), Tpudtiinamud (52 mr, 0,513 MMoub),
obpazerr A17

(150 wmr, 0,428 MmMoup) u nudernndochapunazua (141 mr, 0,513 Mmons) 00bequHIN ¢ IOTydeHueM 1-(1-
TpeT-0yTun-5-(rpudropmeriu)- 1 H-mupazomn-4-wmn)-3-(4-xmop-2-prop-5-(8-MeTrin-2-(MeTUITHO )-7-0KC0-7,8-
muruaponupuno|2,3-d]mupumunud-6-un)denmn)modeBuns! (230 mr, BeIxon 92%).

MC (ESI) m/z: 584,0 (M+Na").

Crnenyst mpouenype, aHanorugHo omnucanHoi B mpumepe Al, 1-(1-tper-Oytmn-5-(tpudropmerwn)-1H-
npazon-4-un)-3-(4-xaop-2-prop-5-(8-meTmin-2-(MeTUITHO)- 7-0KCO0-7,8-murunponupuno| 2,3-d [mupumMuanH-6-
wi)permn)moueBuny (230 mr, 0,394 mmons), M-XTIBK (126 mr, 0,512 mmomnb) u 2,08, metmnamus B TT'® (1,97
i, 3,94 mmons) oObeauusun ¢ nonydeHueM 1-(1-tper-Oytun-5-(tpudropmerin)-1H-nmpazon-4-nm)-3-(4-
xnop-2-prop-5-(8-MeTmin-2-(MeTUIIaMuHO )-7-0kco-7,8-muruaponupuno| 2,3-d [mupumMuanH-6-1n1) GeHu) Moue-
BuHBI (127 Mr, BbIX0A 56%).

'H SIMP (300 M, IMCO-dg): 8 1,59 (¢, 9H), 2,92 (c, 3H), 3,53-3,62 (M, 3H), 7,55-7,65 (M, 1H), 7,78 (c,
1H), 7,80-7,90 (M, 1H), 7,93 (¢, 1H), 3,15-8,25 (M, 1H), 8,45-8,70 (M, 2H), 9,25 (c, 1H);

MC (ESI) m/z: 567,0 (M+H").

IIpumep 251.

Cnenys obmemy criocody D, obpazenr B42 (60 mr, 0,23 mmous) 1 obpazerr Al12 (70 mr, 0,23 Mmons) B
npucytcTBuu DPPA (55 Mk, 0,26 mmons) 1 EN (36 Mk, 0,26 MMOIb) 00beIMHSIIH ¢ TIOTydeHHeM 1-(2-Tpet-
OyTri-4-(MUpUIANH-3 -WT) TUPUMUIHH-S5 -1 )-3-(2-pTop-5-(8-MeTHI-2-(METUIAMHUHO )-7-0KCO-7,8- TUTHAPO-
mupu o[ 2,3-dnupumuaun-6-mn)dpennn)moueBuss (78 mr, Bexoa 60%).

'H IMP (400 MI'u, IMCO-dg, ocHOBHO# n3oMmep): & 9,10 (c, 1H), 9,02 (ymmup.c, 1H), 8,96 (M, 1H), 8,75
(ymup.c, 1H), 8,72 (mx, J=2,0, u 5,2 T, 1H), 8,65 (yurup.c, 1H), 8,35 (ax, J=2,0 u 7,6 'y, 1H), 8,19 (ar, J=1,6,
u 7,6 I'u, 1H), 7,86 (¢, 1H), 7,83 (M, 1H), 7,61 (M, 1H), 7,29 (M, 2H), 3,62 (¢, 3H), 2,92 (1, J=4,0 I'y, 3H), 1,40
(c, 9H);

MC (ESI) m/z: 554,2 (M+H").

ITpumep 252.

Cnenys obmemy criocody D, B46 (89 wmr, 0,378 mmons), Tpudtunamud (44 mr, 0,435 mMmois), obpaselt
A10 (125 wmr, 0,378 mmonb) u mudenmwidochapmnazun (120 mr, 0,435 Mmoib) o0bearHsITH ¢ TToydeHuem 1-(1-
TpeT-0yTun-5-(rpudropmerin)- 1 H-mupazon-4-mn)-3-(2-bprop-4-metnin-5-(8-metnin-2-(MeTUITHO )-7-0KcO-7,8-
muruaponupuno|2,3-d]mupumunua-6-un)denmn)modesuns (124 mr, Beixon 58%).

MC (ESI) m/z: 564,0 (M+H").

Cnenys mpouemype, aHAIOTHYHO omucaHHoW B mpumepe Al, 1-(1-tper-Oytmi-5-(tpudropmerwn)-1H-
npazon-4-un)-3-(2-¢prop-4-mMeTri-5-(8-MeTua-2-(MeTHITHO)-7-0KCc0-7,8- muruaponupuao| 2,3-d [nupumMuina-6-
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wi)penmn)moueBuny (148 mr, 0,263 mmons), M-XIIBK (81 wmr, 0,328 mmons) u 2,00, metmnamud B TI'® (1,3
MII) o0BenHsIH ¢ monydeHueM 1-(1-tper-Oytun-5-(rpudropmerwn)-1H-nmupazon-4-un)-3-(2-prop-4-metun-5-
(8-MeTmin-2-(MeTHIIaMIUHO )-7-0Kc0-7,8-auruaponupuo| 2,3-d mupumuaua-6-mwn)penmn)modeBuasl - (103 wr,
BbIXOH 71%).

'H SIMP (300 M, IMCO-dg): 8 1,59 (¢, 9H), 2,08 (c, 3H), 2,92 (c, 3H), 3,55-3,62 (m, 3H), 7,25-7,30 (M,
1H), 7,69 (c, 1H), 7,70-7,80 (M, 1H), 7,93 (c, 1H), 7,95-8,05 (M, 1H), 8,51 (¢, 1H), 8,20-8,25 (m, 1H), 9,04 (c,
1H);

MC (ESI) m/z: 547,2 (M+H").

IIpumep 253.

Cnenys obmemy criocody D, obpasenr B43 (50 mr, 0,18 mMous) 1 obpazerr Al12 (54 mr, 0,18 mmons) B
npucytctBur DPPA (43 mxir, 0,20 mmons) u Et;N (28 mxir, 0,20 MMoITh) 00BeIMHSIN ¢ TIOTy4YeHUuEeM 1-(2-Tpet-
OyTnin-4-(4-meTunnunepasnH- 1 -un)IupUMUIUH-5-101)-3-(2-Top-5-(8-MeTni-2-(MeTHIIaMHuHO )-7-0KC0-7,8-
quruaponupuno|2,3-dmupumunua-6-uwn)enmwn)moueBunnl (78 wmr, Berxoa 60%). Ee oOpabaTbiBaniy BOJHBIM
pacteopom HCI (0,100M) ¢ nomydenuem 1-(2-tpet-0yTnin-4-(4-metnmunepasnH- 1 -wn)mupuMuIuH-5-11)-3-(2-
¢brop-5-(8-meTrn-2-(MeTHIAMHUHO)-7-0KC0-7,8-muruaponupuno| 2,3-d jrupumuaua-6-mn)pernit)moueBurbl HCI
(27 wr, Be1xOXT 37%).

'H SIMP (400 MTI't, JIMCO-d4, ocHOBHOI uzomep): & 9,92 (c, 1H), 8,64 (ymmp.c, 1H), 8,36 (au, J=1,2 u
8,0 I'm, 1H), 8,33 (c, 1H), 7,20 (¢, 1H), 7,85 (¢, 1H), 7,81 (M, 1H), 7,28 (M, 2H).

IIpumep 254.

Cnenys obmemy cmnocody F, ob6pazen A39 (50 wmr, 0,160 mmosp) u 1-m3ommanaro-1,2,3,4-
terparuapoHadTanmaa (0,0275 mu, 0,175 MMmons) o0benuHsIH ¢ TIomydeHueM 1-(2-prop-4-meTmn-5-(8-MeTui-
2-(MeTHIIaMHHO )-7-0Kc0-7,8-muruaponupuno| 2,3 -d Jmupumuana-6-nn)pernn)-3-(1,2,3,4-rerparugpoHad TaTuH-
1-unm)moueBunsl (73 mr, Beixox 941) B popme TBepaoro BemiecTBa 0€I0T0 IIBETA.

'H SIMP (400 MT', IMCO-dg): & 8,69-8,61 (m, 1H), 8,15 (ymmp.c, 1H), 8,01 (z, J=8,8 ', 1H), 7,82
(ymmp.xB, 1H), 7,68 (c, 1H), 7,27-7,24 (m, 1H), 7,17-7,14 (m, 2H), 7,13-7,06 (M, 2H), 6,95 (1, J=8,41 I'u, 1H),
4,81 (m, 1H), 3,59 (ymmp.c, 3H), 2,92 (ymmup.c, 3H), 2,80-2,65 (M, 2H), 2,05 (c, 3H), 1,91-1,87 (m, 1H), 1,81-
1,71 (m, 3H);

MC (ESI) m/z: 487,3 (M+H").

ITpumep 255.

Crenys obuiemy crocody D, obpaszen B45 (78 mr, 0,428 mmons), Tpuatinamut (52 mr, 0,513 Mmons), 00-
pasert A17 (150 mr, 0,428 mmons) n qudennndocdapmnazua (141 mr, 3,513 MMoIb) 0OBEAUHSIN C TTOTYICHH-
eM 1-(1-tpeT-0yTnn-5-metmi- 1 H-mupazon-4-mn)-3-(4-xmop-2-hprop-5-(8-MeTmin-2-(MeTUITHO )-7-0KC0-7,8-
muruaponupuno|2,3-d]mupumunuH-6-ni)henmn)mMoueBuHs (80 mr, BeIxox 35%).

MC (ESI) m/z: 530,02 (M.

Crnenys mpolieype, aHaJoTHYHOW omucanHoW B mpumepe Al, 1-(1-tper-Oytmn-5-metwn-1H-mupazon-4-
nn)-3-(4-xsop-2-prop-5-(8-mMeTnn-2-(METUITHO )-7-0KCO-7,8-muruapornupuao| 2,3-d Jmupumu imH-6-11) h eH )
MoueBuHy (80 mr, 0,151 mmons), M-XIIBK (47 mr, 0,189 mMons) u 2,08. metmiamun B TT® (0,8 M) oobeau-
Hs i ¢ mosydeHueM  1-(1-tper-OyTmia-5-mermin-1H-nupaszon-4-wmn)-3-(4-xmaop-2-prop-5-(8-metun-2-(metui-
aMHHO)-7-0Kc0-7,8-auruaponupuno| 2,3-djmupumnaus-6-ni)pernn)ModeBUHb (48 Mmr, BoIxoa 62%).

'H SIMP (300 MTI'ny, JIMCO-de): & 1,49 (c, 9H), 2,27 (c, 3H), 2,89 (c, 3H), 3,49-3,56 (M, 3H), 7,39 (c, 1H),
7,49 (n, 1H), 7,74 (c, 1H), 7,94 (ymmp.c, 1H), 8,17 (g, 1H), 8,29 (c, 1H), 8,62-8,74 (M, 2H);

MC (ESI) m/z: 513,0 (M+H").

ITpumep 256.

Crnenys obmemy ciocody D, obpazer; B45 (84 mr, 0,460 MMoinb), TpudTiiiamMuH (56 mr, 0,552 MMoII6h), 00-
pasert A30 (150 mr, 0,460 mmois) 1 DPPA (152 mr, 0,552 MMoits) 00benuHsIH ¢ TTosrydeHueM 1-(1-tper-0yTui-
5-metnin- 1 H-mapazon-4-wuin)-3-(5-(1-9trmn-7-(MeTiiIaMuHo )-2-0kco- 1, 2-murunpo- 1,6-Hap Tupuaua-3 -wm)-2 -
(rop-4-meTundeHn)MoueBUHEI (52 MT, BBIX0 22%).

'H SIMP (300 M, IMCO-de):8 1,17 (t, 3H), 1,49 (c, 9H), 2,03 (c, 3H), 2,26 (c, 3H), 2,83 (c, 3H), 4,11
(xB, 2H), 6,23 (c, 1H), 7,05 (ymmup.c, 1H), 7,08 (x, 1H), 7,38 (c, 1H), 7,63 (c, 1H), 7,92 (a, 1H), 8,08 (c, 1H),
8,38 (c, 1H), 8,40 (ymmup.c, 1H);

MC (ESI) m/z: 506,2 (M+H").

ITpumep 257.

((R)-Amunonnnan rugpoxsopun (81 mr, 0,475 mmoins) u Tpudocres (56,4 mr, 0,19 MMoJIb) 00BEIUHAIH B
tosryosie (5 M) U oobeauHsun nipu HarpeBanuu A0 110°C. Yepes 3 9 obpaser; A39 (100 mr, 0,319 MMoub) no-
0aBJISLITA W peareHThl HarpeBasid B TedeHune Houu mpu 110°C. PeareHThl oXstaXaamu 10 KOMHATHOW TeMIiepaTy-
pe1, pazbaBmsuim H,O u skerparupoBanu mpu oMot EtOAc (2x). O0beAnHEHHbIE OpraHMYECKHE BEIIeCTBa
MPOMBIBAIA HachIIeHHBIM pactBopoM NaHCO; (2x), H,O (1x) u coneBbiM pactBopoM (1x), cymmmmm (MgSOy),
¢unpTpoBanu u BeIMapuBanu. HeounmieHHbIH octaTok pactupanu B mopomok ¢ CH,Cly/rekcanamu. TBepmoe
BEIIIECTBO OTOHMpay (pUIBTPOBAHUEM, XOPOIIO MPOMBIBAIN I'eKCAaHAMHU M CYIIWIH Ha QuiabTpe, moxyuas (R)-1-
(2,3-murunpo-1H-unnen-1-nm)-3-(2-prop-4-metnn-5-(8-meTni-2-(METUIAMHHO)-7-0KCO-7,8- TUT M APOITUPHU IO
[2,3-dJmupumunus-6-un)penmwn)moueBuny (92 wr, Beixox 62%) B (GopMe TBEpAOTO BEIISCTBA CBETIIO-
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KOPUYHEBOTO I[BETA.

'H siMP (400 MTI';, IMCO-dy): 6 8,61 (c, 1H), 8,19 (ymmp.c, 1H), 7,99 (a, J=8,4 T'u, 1H), 7,80 (ymup.Ks,
1H), 7,67 (¢, 1H), 7,29-7,16 (m, 4H), 7,07 (n, J=12,4 I'u, 1H), 6,93 (n, J=8 I'u, 1H), 5,17-5,07 (M, 1H), 3,58
(ymmp.c, 3H), 2,90 (ymup.c, 3H), 2,87-2,74 (m, 1H), 2,48-2,39 (M, 1H), 2,04 (c, 3H), 1,77-1,67 (M, 2H);

MC (ESI) m/z: 473,0 (M+H").

ITpumep 258.

Crnienys mporenype, aHaJIOTHIHO onrcanHou B mpumMepe 257, (S)-amunounnnan HCI (81 wmr, 0,477 MMonb),
tpudocrex (71,0 mr, 0,239 mmoins) u obpazer; A39 (100 mr, 0,319 MMOIb) OOBETUHSIIA B OUHIIATH TIYTEM XPO-
MaTtorpadguu ¢ KOJOHKOH Juisi orroHa menkux (pakmmii (EtOAc/rexcansr) ¢ nomydenuem (S)-1-(2,3-aprumpo-
1H-unnen-1-un)-3-(2-prop-4-meTn-5-(8-MeTri-2-(MeTHIIaMHAHO )-7-0Kc0-7,8-auruaponupuo| 2,3 -d Jmupu-
MUIUH-0-11)peHna)ModeBUHbI (41 Mr, BeIXo1 27%) B hopMe TBEPJOTO BEIIECTBA IPI3HO-0EII0TO IBETA.

'H siMP (400 MTI';, IMCO-dy): 6 8,61 (c, 1H), 8,19 (ymmp.c, 1H), 7,99 (n, J=8,4 T'u, 1H), 7,80 (ymup.Ks,
1H), 7,67 (¢, 1H), 7,29-7,16 (m, 4H), 7,07 (n, J=12,4 I'u, 1H), 6,93 (n, J=8 I'u, 1H), 5,17-5,07 (M, 1H), 3,58
(ymmp.c, 3H), 2,90 (ymup.c, 3H), 2,87-2,74 (m, 1H), 2,48-2,39 (M, 1H), 2,04 (c, 3H), 1,77-1,57 (M, 2H);

MC (ESI) m/z: 473,0 (M+H").

ITpumep 259.

Crenys obmemy crioco0y C, TROC-kap6amat coequnenue u3 npumepa B18 (80 mr, 0,25 mmois) n obpa-
3err A36 (91 mr, 0,25 Mmonb) 00benuHSIIN ¢ TonydeHueM 1-(3-tper-OyTmnm3okca3on-5-un)-3-(2-prop-5-(7-
(MeTnmaMuHO)-2-0kco- 1 -permn-1,2-nurunpo-1,6-madtupuans-3-mn)pernn)moueBuHs! (31 Mr, Bexon 25%).

'H SIMP (400 MI'i, IMCO-de): 8 10,4 (c, 1H), 8,75 (ymmp.c, 1H), 8,52 (c, 1H), 8,45 (ux, J=2, 0 u 8,0 Iy,
1H), 8,04 (¢, 1H), 7,2-7,7 (m, 7TH), 7,01 (xB, J=4,4 I'y, 1H), 6,08 (c, 1H), 5,32 (c, 1H), 2,69 (1, J=4,4 I'n, 2H),
1,25 (c, 9H);

MC (ESI) m/z: 527,0 (M+H").

ITpumep 260.

Crenys obmemy crocody C, TROC-kapbamar coeanHenune u3 npumepa B18 (100 mr, 0,32 Mmons) u 00-
pazen A21 (122 wmr, 0,32 MMmonb) oObeauHsii ¢ mnoxydeHueM 1-(3-tper-Oyrmim3zoxcazon-5-nm)-3-(5-(8-
UKJIOTICHTHII-2-(METHIITHO ) - 7-0KC0-7,8-murunponupuno| 2,3-d jnupuMuana-6-mm)-2-pTop-4-MeTHIQEeHmI1)  MO-
yeBuHHI (115 Mr, BeIX0a 66%).

MC [ESI) m/z: 551,0 (M+H").

Crenyst mpouenype, aHaJOTMYHO omucaHHOW B mpumepe Al, 1-(3-tper-OyTmimsokcaszon-5-ui)-3-(5-(8-
UKIIOTIEHTHII-2-(METHIITHO )-7-0KC0-7,8-muruaponupuao| 2,3-d jmupumMuaua-6-un)-2-Prop-4-Me TG EHUIT)  MO-
yeBuHy (115 mr, 0,21 mmomns) obpabatsBam M-XIIBK (70 Bec.%, 62 mr, 0,25 mMMons) 1 2M MeTHIAMHHOM
(0,42 mu1, 0,84 mmone) ¢ mosrydeHueM 1-(3-tpeT-0yTrnu3okcaszon-5-mi)-3-(5-(8-uuKnoneHTmI-2-(MeTHIaMUHO ) -
7-oxco-7,8-gurunponupuno| 2,3-d jmupumuaua-6-mn)-2-prop-4-metnndennn)moueBuss! (91 mr, Berxox 82%).

'H SIMP (400 MI'u, IMCO-dg, 0CHOBHOI uzomep): 6 10,3 (c, 1H), 8,69 (m, J=2,0 I'u, 1H), 8,61 (ymup.c,
1H), 7,89 (1, J=8,4 T'y, 1H), 7,79 (yuup.c, 1H), 7,65 (c, 1H), 7,18 (n, J=12,4 T'y, 1H), 6,03 (c, 1H), 5,94 (M, 1H),
2,91 (n, J=4,8 T'y, 3H), 2,33 (M, 2H), 2,09 (c, 3H), 1,98 (m, 2H), 1,81 (M, 2H), 1,63 (M, 2H), 1,24 (c, 9H);

MC (ESI) m/z: 534,2 (M+H").

ITpumep 261.

Crenys obmemy crocody C, TROC-kapbamar coeanHenue u3 mpumepa B18 (100 mr, 0,32 Mmons) u 00-
pazen Al9 (12 0 mr, 0,32 mMMmonbe) oObeauHsIH C TosydeHueM 1-(3-Tper-OyTmim3okcason-5-mm)-3-(5-(8-
IUKJIOTICHTHII-2-(METHIITHO)- 7-0KC0-7,8-murunponupu o[ 2,3-d jmupumuaun-6-mn)-2-GToppeHunn) Mode BUHBI
(105 wmr, BeIXOA 62%);

MC (ESI) m/z: 537,0 (M+H").

Crienys mpolieype, aHaJIOTHYHOW ommcaHHOW B mpumepe Al, 1-(3-Tper-OyTmnmsokcazon-5-mm)-3-(5-(8-
UKIIOTIEHTHII-2-(METHIITHO )-7-0Kc0-7,8-muruaponupuao| 2,3-d JmupumMuauH-6-1um)-2-PTopheHIIT)MOUEBUHY
(105 wmr, 0,20 mmoup) obpadareiBamu M-XIIBK (70 Bec.%, 58 mr, 0,2 4 mmons) u 2M metunamuaoM (0,39 mur,
0,78 mmomnp) ¢ momydeHueM 1-(3-Tper-OyTunm3okcazoli-5-mi)-3-(5-(8-uukiIoneHTnI-2-(MeTUIaMHHO )-7-0KCO-
7,8-muruaponupuno|2,3-d|mupumMunuH-6-ni)-2-pTopdpermn)moueBuHHI (61 Mr, BEIxox 60%).

'H aMP (400 MI'u, IMCO-dg, ocHOBHO# m3omep): 6 10,4 (c, 1H), 8,80 (m, J=2,0 I'u, 1H), 8,68 (c, 1H),
8,36 (M, 1H), 7,88 (c, 1H), 7,85 (m, 1H), 7,35 (M, 2H), 6,11 (c, 1H), 5,97 (m, 1H), 2,93 (1, J=4,8 'y, 3H), 2,42
(m, 2H), 2,03 (c, 3H), 1,98 (m, 2H), 1,81 (M, 2H), 1,65 (M, 2H), 1,28 (¢, 9H);

MC (ESI) m/z: 520,2 (M+H").

ITpumep 262.

Crnenyst obmemy criocody D, obpasery BSO (0,361 T, 0,34 mmons) u obpaser; A38 (0,1 r, 0,34 MMomb) B
npucyrcrBun TpudTHiaamuH (0,1 T, 1 Mmmons) u DPPA (0,18 1, 0,67 MMonb) o0beanHsn ¢ nosrydenuem 1-(1-
nukionenTi- 1 H-mapazon-4-un)-3-(2-prop-5-(1-metun-7-(MmeTunaMmuHo )-2-okco- 1,2-nuruapo-1,6-HapTu-
punuH-3-1m1)heHmT)MOYeBHHEI B (hopMme TBepaoro BemiecTa 6emoro nseta (0,061 r, 38% BBIXOX).

'H SIMP (400 MI'ty, IMCO-do): & 8,66 (c, 1H), 8,42 (c, 1H), 8,39 (c, 1H), 8,35-8,33 (M, 1H), 7,79 (c, 1H),
7,73 (c, 1H), 7,32 (c, 1H), 7,18-7,16 (m, 2H), 7,03-7,00 (M, 1H), 6,11 (c, 1H), 4,58-4,51 (m, 1H), 3,47 (c, 3H),
2,80 (m, J=4,8 T'n, 3H), 2,00-1,93 (m, 2H), 1,85-1,64 (M, 4H), 1,59-1,50 (M, 2H);
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MC (ESI) m/z: 476,2 (M+H").

ITpumep 263.

Cnenys obmemy crocody F, 1-uzommanaronadramma (0,051 1, 0,3 mmons) u obpazerr A30 (0,1 r, 0,3
MMOJIb) 00BeaUHSITN ¢ TTosydeHueM 1-(5-(1-3Tmi-7-(MeTrmiaMuHo)-2-0kco-1,2-aguruapo-1,6-nadTupunna-3 -mm)-
2-prop-4-metundenmn)-3-(HapTanuH-1-mwr)MoueBuHbl B (hopMme TBepaoro BemectBa Oemoro msera (0,115 T,
BbIXOH 77%).

'H SIMP (400 MI'u, IMCO-dq): 8 9,16 (c, 1H), 9,05 (c, 1H), 8,45 (c, 1H), 8,19 (n, J=8,4 I'u, 1H), 8,08-
8,04 (M, 2H), 7,96 (m, J=7,6 I'u, 1H), 7,72 (c, 1H), 7,67-7,58 (M, 3H), 7,47 (1, J=8,0 I'n, 1H), 7,21 (&, J=12,4 I'ny,
1H), 7,05-7,02 (M, 1H), 6,28 (c, 1H), 4,21-4,16 (M, 2H), 2,89 (x, J=4,8 ', 3H), 2,12 (¢, 3H), 1,25 (1, J=6,8 I'm,
3H);

MC (ESI) m/z: 496,3 (M+H).

ITpumep 264.

Crnenys obmemy criocody C, TROC-kapbamar o6pasma B18 (100 mr, 0,32 mmons) u obpaszer; AS9 (110 mr,
0,32 MMomnb) oOBemmHAIM C mnonydeHueM 1-(3-TpeT-OyTHim3oxcaszoun-5-ui)-3-(2-pTop-5-(8-usonponmi-2-
(MetmntHO)-7-0kC0-7,8-muruaporupuno| 2,3-d [mupumunua-6-wn)permwn)moueBuHbI (90 Mr, BEIXox 56%).

MC (ESI) m/z: 511,0 (M+H").

Crienys nporieaype, aHaJIOTHIHO onrcaHHoi B mpumepe Al, 1-(3-tper-OyTmimzokca3on-5-um)-3-(2-¢prop-
5-(8-u3omponui-2-(MEeTHITHO )-7-0Kco-7,8-muruaponupuno| 2,3-d jmupumunna-6-ni)herun)ModeBuHy (87 wMr,
0,17 mmons) obpabateBamm M-XIIBK (70 Bec.%, 50 mr, 0,20 mmons) u 2M mermwiamuaom (0,34 mm, 0,68
MMOJIB) ¢ ToiydeHueM 1-(3-tper-OyTrian3okca3on-5-ui)-3-(2-dprop-5-(8-u3onponui-2-(MeTUIAMHHO )-7-0KCO-
7,8-muruaponupuno|2,3-d|mupumMunuH-6-ni)heHun)MoueBUHE (48 Mr, BEIXOT 57%).

'H IMP (400 MI'u, IMCO-d¢, ocHoBHOI# u3omep): o 10,4 (¢, 1H), 8,82 (m, J=2, 0 I'u, 1H), 8,69 (c, 1H),
8,42 (ymmp.x, J=8,0 I'y, 1H), 7,89 (c, 1H), 7,85 (xB, J=4,4 I'u, 1H),7,36 (M, 2H), 6,14 (c, 1H), 5,83 (ymmup.c,
1H), 2,97 (n, J=4,4 T'n, 3H), 1,66 (1, J=6, 4 I'y, 6H), 1,30 (c, 9H);

MC (ESI) m/z: 494,2 (M+H").

ITpumep 265.

ITepememmBas pactBop coemuHeHus u3 npumepa A39 (0,100 r, 0,319 mmomns) B CH,Cl, (5 M) mpu 0°C
orvicTpo nob6asmsm 20 Bec.% COCI, 8 PhMe (0,185 M, 0,351 mmouns). 3atem uepes 10 mun npu 0°C gobapmsum
Et;N (0,200 mi, 1,436 mmons). PearenTs! nepememuBanu npu 0°C B Tedenue eme 10 MuH U 3aTeM oOpabaThiBa-
mu 8-MeTui-8-a300umukio-[3.2. 1 Jokran-3-amuaauruapoxaopuaom (0,068 r, 0,319 mmons). PeareHtsr nepeme-
IIMBaJIM P KOMHATHOW TeMneparype B TeueHne HouH. PeareHTsr oouinbHO paszdasimsin CH,Cly n nmpombiBamu
COJIEBBIM pacTBOPOM (2x). O0bennHEHHBIC BOAHBIE paCTBOPHI CHOBA dKcTparupoBanu mpu nomormu CH,Cl, (2x%).
OO0beMHEHHBIE OPTaHNYECKHE BEIIEeCTBA TIPOMBIBAIIA COJIEBBIM pacTBopoM (1x), cymmm (Na,SOy4), dribTpo-
BaJIM, BBIMAPUBAIM W OYMILAIM M MyTeM oOparieHHO-(a3oBoil xpomartorpaduu (MeCN (Bec/0,1% TPA)/H,O
(Bec/0,1% TDA) ) . Cos TOA, mosmydeHHYI0 TakKuM 00pa3oM, IpeBpaliaii B OCHOBaHHE B IPUCYTCTBUHU CMOJIBI
MII-kapboHar c¢ mnomyuyenueM 1-(2-gprop-4-meTni-5-(8-MeTni-2-(MEeTHIIAMHIHO)-7-0KCO-7,8-TUTHIPOTTUPHUIO
[2,3-dJmupumuans-6-1m)dennn)-3-(8-meTmn-8-azaburukino[3.2. 1 JokTan-3-mw1)ModeBUHE (43 Mr, BeIX0A 28%) B
(dhopme TBepAOTO BelecTBa OEI0TO I[BETA.

'H SIMP (400 MTI'ti, IMCO-de): & 9,37 (ymmp.c, 1H), 8,60 (ymmp.c, 1H), 8,40 (ymup.c, 1H), 7,94 (x,
J=8,8 T'm, 1H), 7,78 (ymmp.x8, 1H), 7,64 (c, 1H), 7,09 (x, J=12,4 T'n, 1H), 6,86-6,84 (M, 1H), 3,85-3,78 (M, 1H),
3,63-3,51 (ymmp.c, 3H), 2,91 (ymmp.c, 3H), 2,69 (ymmp.c, 3H), 2,32-2,30 (M, 6H), 2,05 (c, 3H), 1,95-1,91 (m,
2H);

MC (ESI) m/z: 480,2 (M+H").

ITpumep 266.

Crnenys obmemy cioco0y F, 1-uzormanato-3-(tpudropmetmn)oenson (0,055 mi, 0,401 Mmmons) u oOpasern
A58 (0,131 1, 0,401 MMOJIB) OOBEIMHSIN M OYMINAIN IIYTEM XpOMaTOTrpaduy ¢ KOJIOHKOH JJIsl OTTOHA MEIKHX
¢pakumii  (EtOAc/rexcansl), a 3areM M IIyTeM oOpaieHHo-(a3oBol xpomarorpadpun (MeCN (Bec/0,1%
TDA)/H,0 (Bec/0,1% TDA)). Conp TPA, noxyueHHy0 TakuM 00pa3omM, peBpaliain B cBOOOJHOE OCHOBaHHUE
nyteM nobasienust cMoibl MII-xkapbonat ¢ momydenuem 1-(2-drop-5-(1-mronponun-7-(MEeTHIAMHIHO)-2-0KCO-
1,2-guruapo-1,6-nadtupunua-3-ui)denmn)-3-(3-(tpudTopmermn)pernn)moueBursl (70 mr, Bbixonm 34%) B
(hopme TBepAOTO BEIIeCTBA OJIETHO-XKENITOTO IIBETA.

'H SIMP (400 MI'ty, IMCO-dq): & 9,46 (c, 1H), 8,71 (c, 1H), 8,49 (c, 1H), 8,32 (n, J=8,4 I'n, 1H), 8,05 (c,
1H), 7,88 (¢, 1H), 7,53-7,49 (m, 3H), 7,33-7,27 (M, 3H), 6,80 (c, 1H), 6,58 (ymmp.c, 1H), 2,91 (ymmup.c, 3H),
1,53 (m, J=6,8 I'ny, 6H);

MC (ESI) m/z: 514,0 (M+H").

IIpumep 267.

Crnenys obmemy crnioco0y F, mukmorexcumuzonumanar (0,051 v, 0,399 mmons) u obpazenr A58 (0,130 r,
0,399 MMOIB) 0OBEAMHANIM M OYHUIATTN HEMIOCPEACTBEHHO MyTeM oOpamieHHo-(a3zoBoit xpomarorpaduu (MeCN
(Bec/0,1% TDA)/H,0 (Bec/0,1% TDPA) ) c oOpa3oBaHneM MpoIyKTa ¢ MPUMECIMHE MOCIIE ToAIeIadnBanus (2M
Na,CO;) u skcrpakuun B EtOAc. IIpoaykT ¢ mpuMecsiMU MMOBTOPHO OYMILAIN MPHU ITOMOIIM Xpomarorpaduu ¢
KOJIOHKOH jiy1st oTroHa Menkux (EtOAc/rekcansl) ¢ momydenueM |-mukinorekcui-3-(2-gprop-5-(1-u3onpomnun-7-
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(MeTmiTaMuHO)-2-0kco-1,2-muruapo- 1,6-aaptupunus-3-mwi)penmwn)mouesuner (40 mr, Boeixox 22%) B dopme
BOPCHHYATOTO TBEPAOTO BEIECTBA.

'H SIMP (400 MT'n, IMCO-de): & 8,41 (c, 1H), 8,34 (n, J=8,4 I'n, 1H), 8,18 (yump.c, 1H), 7,74 (c, 1H),
7,17-7,15 (m, 2H), 6,95 (m, 1H), 6,86 (c, 1H), 6,59 (n, J=7, 6 I'u, 1H), 6,43 (ymmp.c, 1H), 3,47-3,45 (M, 1H),
2,85 (m, J=4,80 I'y, 3H), 1,80-1,77 (M, 2H), 1,66-1,63 (M, 2H), 1,52 (7, J=6,8 'y, 6H), 1,34-1,14 (M, 6H);

MC (ESI) m/z: 452,2 (M+H").

ITpumep 268.

Crienys mporeaype, aHaJOTHIHO ONMMCaHHOW B mpumepe 265, obpazerr A39 (0,100 r, 0,319 mmoms), 20
Bec.% COCI, 8 PhMe (0,185 mu, 0,351 mmomnp) u 1-metnnmumnepuana-4-amus (0,036 1, 0,319 Mmomns) o0bean-
HAM ¢ monydeHueM 1-(2-prop-4-metnun-5-(8-metmn-2-(MeTriaMuHo)-7-0kco-7,8-muruaponupuao| 2,3-dmupu-
MUIUH-0-11) pernn)-3-( 1 -meTunnunepuanH-4-un)MoueBUHEI (63 Mr, BeIxox 44%) B popMe TBEpAOTO 3eLiecTBa
6eoro Bera.

'H SIMP (400 MT', IMCO-dg): & 9,37 (ymmp.c, 1H), 8,60 (yump.c, 1H), 8,40 (ymmup.c, 1H), 7,94 (x,
J=8,8 ', 1H), 7,78 (ymmp.x8, 1H), 7,64 (c, 1H), 7,09 (7, J=12,4 T'u, 1H), 6,86-6,84 (m, 1H), 3,69 (ymmp.c, 3H),
3,52-3,42 (m, 1H), 3,22-3,08 (M, 4H), 2,91 (ymmup.c, 3H), 2,81 (ymmp.c, 3H), 2,040 (c, 3H), 2,02-1,79 (m, 4H);

MC (ESI) m/z: 454,2 (M+H").

ITpumep 269.

Cnenys obmemy crioco0y F, 1-m3onmanatonadranun (0,045 r, 0,26 mmoins) u obpazerny A24 (0,1 r, 0,3
MMOJIb) 00BeaUHSIIN ¢ TTosydeHueM 1-(5-(1-3Tmi-7-(MeTrmiiaMuHo)-2-0kco-1,2-aguruapo-1,6-nadTupunna-3-mm)-
2-propdernn)-3-(aadtanuH- 1 -mm)MoueBUHBI B popMe TBepaoro BemecTBa oenoro eeta (0,062 1, Beixon 48%).

'H SIMP (400 MI'u, IMCO-dq): & 9,23 (c, 1H), 9,14 (c, 1H), 8,56-8,54 (v, 1H), 8,52 (c, 1H), 8,23 (m,
J=8,4 I'n, 1H), 8,11 (m, J=7,6 'y, 1H), 8,09 (7, J=7,6 I'u, 1H), 7,93 (¢, 1H), 7,71-7,59 (M, 3H), 7,53 (1, J=8,0 I'Ly,
1H), 7,36-7,34 (m, 2H), 7,10-7,07 (m 1H), 6,29 (c, 1H), 4,23 (B, J=6,8 I't, 2H), 2,92 (1, J=4,8 I'n, 3H), 1,28 (T,
J=7,2Tn, 3H);

MC (ESI) m/z: 482,0 (M+H").

ITpumep 270.

Crnenys obmemy criocody D, ob6paszenr B47 (0,071 r, 0,3 mmonb) u obpazen; Al12 (0,1 r, 0,33 mmons; DP-
2201) B mpucyrcreun tpuaTHiamud (0,09 r, 0,89 mmons) u DPPA (0,16 r, 0,59 MMop) 00beANHSIIH C MTOTyYe-
HueM  1-(1-(2-(muMeTnnaMuHo)-2-0KcoaTHi)-5-n3onponui- 1 H-nupason-3-ni)-3-(2-gprop-5-(8-merun-2-(merui-
aMUHO)-7-0Kc0-7,8-nurunponupuno|2,3-d |mupuMuuH-6-11)heHIT)MOYEBUHBL B (OpME TBEPAOTO BeEHICCTBA
6emoro mBera (0,075 T, BeIxox 47%).

'H SIMP (400 MI'u, IMCO-dq): 8 9,29 (c, 1H), 8,73 (c, 1H), 8,53 (n, J=8,4 T'u, 1H), 7,95 (c, 1H), 7,90-
7,87 (m, 1H), 7,34-7,29 (M, 2H), 6,15-6,10 (m, 1H), 4,98 (c, 2H), 3,69 (c, 3H), 3,10 (c, 3H), 2,97 (m, J=4, 8 I',
3H), 2,90-2,85 (M, 4H), 1,20 (z, J=6,4 I'u, 6H);

MC (ESI) m/z: 536,2 (M+H").

IIpumep 271.

Cnenys obmemy ciocody D, obpazer; B44 (70 mr, 0,19 mMois) 1 obpazert A4 (60 mr, 0,19 Mmmons) B ipu-
cyrctBur DPPA (55 Mk, 0,21 mmous) u Et;N (30 Mk, 0,21 MMoIb) 00beMHSIN C MTOTy4YEeHHEM TpeT-0yTuii-4-
(2-tpet-0yTHn-5-(3-(5-(8-3tr-2-(MeTHIIaAMUHO)-7-0KC0-7,8-muruaponupuno| 2,3-d [mupumuana-6-mwn)-2-hTop-
(henmn)ypen a0 ) mupuMHINH-4-1n)nunepa3ul- 1 -kapookcmiata (50 mr, Beixon 39%). Ero o6pabatsiBamn HCI
(4,0M, B nmoxcane) c¢ mosydeHueM 1-(2-tper-OyTHi-4-(MnepasuH- 1 -un)nupuMuanH-5-mi)-3-(5-(8-atuin-2-
(MeTHIaMUHO)-7-0Kco-7,8-muruaponupuno| 2,3-d jmupuMuans-6-mm)-2-pTopheHnIT)MOYEBUHBl  THAPOXJIOPHIA
(40 mr, BbIXOT 94%).

'H SIMP (400 MTI'n, JIMCO-ds, ocroBHO#t m3omep): & 9,72 (ymmp.c, 1H), 9,66 (yump.c, 1H), 8,82
(ymup.c, 1H), 8,58 (c, 1H), 8,38 (ux, J=1,6 u 7,6 I'n, 1H), 8,11 (ymwup.c, 1H), 7,98 (c, 1H), 7,38 (M, 2H), 4,44
(yumup.c, 2H), 4,29 (ymmp.m, 4H), 3,35 (ymmp.m, 4H), 1,47 (¢, 9H), 1,31 (ymmp.m, 3H);

MC (ESI m/z: 575,2 (M+H").

IIpumep 272.

Cnenys obmemy crioco0y B, kapbamar coeaunenns u3 npumepa B31 (0,123 r, 0,493 mmonb) n obpasers
A3 (0,130 , 0,411 Mmonb) oOBemUHAMH ¢ TONy4deHHEeM |-(3-mmuKmoneHTmI- 1 -metmi- 1 H-nupa3zon-5-nm)-3-(2-
¢drop-5-(8-meTnn-2-(MeTnnTHO)-7-0KC0-7,8-murnaponupuo| 2,3-dJnrupumuaun-6-min)dpenmn)mouesunsl (0,068
T, 33%) B popmMe TBepAOTO BemiecTBa OEIOro IBETA.

MC (ESI) m/z: 508,0 (M+H").

Crenyst mpouenype, aHaJOTHYHO onucaHHo# B mpumepe Al, 1-(3-muxiionentun-1-merun-1H-nupason-5-
win)-3-(2-prop-5-(8-meTri-2-(MeTHATHO )-7-0KC0-7,8-muruaponupuio| 2,3-d JnupuMuuH-6-11) G eHmT ) Mode-
Buny (0,068 1, 0,134 Mmoins) 1 MeNH, (2,0M B TT'®, 1,4 mi1) 00beAUHIHN ¢ TTOTYYeHUEM |-(3-IIUKIONCHTHII-1 -
metwi- 1 H-nupa3zon-5-nmn)-3-(2-prop-5-(8-metnin-2-(MeTniaMuHo )-7-0kco-7,8-murunponupuno| 2,3-d mupu-
MuanH-6-m1)permn)moueBunsl (0,013 1, 20%) B opme TBepmoro BemecTBa 0eIoro neera.

'H SIMP (400 MI', IMCO-dq): & 9,02 (c, 1H), 8,89 (m, J=2, 0 T'u, 1H), 8,73 (c, 1H), 8,49 (1, J=7,6 Ty,
1H), 7,95 (m, 1H), 7,92 (m, 1H), 7,38-7,34 (M, 2H), 6,11 (c, 1H), 3,70-3,68 (M, 6H), 2,99-2,94 (M, 4H), 1,99-1,94
(M, 2H), 1,73-1,68 (M, 2H), 1,67-1,60 (M, 4H);
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MC (ESI) m/z: 491,2 (M+H").

ITpumep 273.

Crnenys obmemy crioco0y D, 2-drop-5-(Tpudropmernin)den3oiinyro kucioty (75 mr, 0,360 mmons), DPPA
(0,116 mm, 0,541 mmoup) u obpazernr A58 (129 mr, 0,396 MMOITb) OOBEIVHSIIA W OUHUINATH TTPH TIOMOIIA XpOMa-
Torpaduu ¢ KOJIOHKOH At oTroHa Menkux ¢pakuuii (10% EtOAc/rekcanos mo 100% EtCAc) ¢ momyuernem 1-
(2-¢rop-5-(1-uzonponui-7-(MeTUIAMHHO )-2-0KC0- 1, 2-murupo- 1,6-aadtupuana-3-ni)pernn)-3-(2-gTop-5-
(tpudropmerin)penmn)moueBuHHI (111 Mr, Berxon 58%) B popme TBEpAOTro BEmIeCTBa OEIOTro IIBETa.

'H SIMP (400 M, IMCO-dg): 8 9,37 (¢, 1H), 9,17 (c, 1H), 8,63-8,61 (m, 1H), 8,44 (c, 1H), 8,37-8,35 (M,
1H), 7,82 (c, 1H), 7,53-7,48 (m, 1H), 7,41-7,38 (, 1H), 7,29-7,24 (m, 2H), 6,96 (yump.m, 1H), 6,44 (ymmp.c, 1H),
2,86 (1, J=4,4 'y, 3H), 1,53 (n, J=6, 8 I'u, 6H);

MC (ESI) m/z: 532,0 (M+H").

ITpumep 274.

Crnenyst obmemy crmocody F, 1-u3zonmanaro-3-(tpudropmermn)oenson (0,1 mr, 0,534 mmone) u obpasern
A33 (0,093 wr, 0,267 MMoInb) 00BeaAUHSIIN ¢ ToiydeHueM |-(4-xmop-5-(1-3Tuia-7-(MeTHIaMuHo)-2-0kco-1,2-
quruapo-1,6-aadtupuaus-3-mn)-2-gropdennn)-3-(3-(tpudropmermn)penmn)mouesunsl - (0,115 Mr,  BbIXOn
81%).

'H SIMP (400 MI't, IMCO-dg): & 8,45 (c, 1H), 8,17 (1, J=9 ', 1H), 8,05 (c, 1H), 7,78 (c, 1H), 7,58 (u,
J=10,5 T'y, 1H), 7,52 (m, 2H), 7,35 (M, 1H), 7,08 (yump.c, 1H), 6,27 (c, 1H), 4,18 (kB, J=6 T'u, 2H), 2,89
(yumup.c, 3H), 1,24 (1, J=6 I'u, 3H);

MC (ESI) m/z: 534,0 (M+H").

IIpumep 275.

Cnenys obmiemy crniocody F, 1-xmop-4-m3onmanato-2-(tpudropmermn)denson (0,100 r, 0,451 mmons) u
obpazerr A24 (0,141 1, 0,451 MMoub) 00BeUHSIIH ¢ TIoMydeHueM 1-(4-xmop-3-(TpudTopmerin)dennn)-3-(5-(1-
9THII-7-(METHIAMHUHO)-2-0Kc0- 1,2-murunpo-1,6-nad tupuan-3-un)-2-dproppenmn)moueBunst (0,172 1, BbIXOJ
7%).

'H SIMP (400 MT', JIMCO-de): & 9,54 (c, 1H), 8,72 (yump.c, 1H), 8,49 (c, 1H), 8,36 (m, 1H), 8,14
(ymmp.c, 1H), 7,91 (c, 1H), 7,64 (m, 2H), 7,38-7,26 (m, 2H), 7,05 (M, 1H), 6,27 (¢, 1H), 4,18 (xB, J=6 I';, 2H),
2,89 (1, J=5,5 'y, 3H), 1,25 (1, J=6 ', 3H;

MC (ESI) m/z: 534,0 (M+H").

ITpumep 276.

Cnenys obmemy crioco0y F, 1-uzormanarooenson (0,05 r, 0,420 mmons) u obpaszer; A33 (0,146 T, 0,420
MMOJIb)  OOBeNMHSIM ¢  moimydeHueM  1-(4-ximop-5-(1-3Tmn-7-(MeTrnaMuHo)-2-0kco-1,2-quruapo-1,6-
HaTHpUINH-3-11)-2-pTopdhernn)-3-permmmodesuns! (0,180 1, Berxox 92%).

'H SIMP (400 MI't, IMCO-dg): 8 9,16 (c, 1H), 8,75 (c, 1H), 8,45 (c, 1H), 8,22 (n, J=9 I'n, 1H), 7,78 (c,
1H), 7,58 (m, J=10,5 I'u, 1H), 7,46 (c, 1H), 7,44 (c, 1H), 7,30 (M, 2H), 7,08 (M, 1H), 7,00 (c, 1H), 6,27 (c, 1H),
4,18 (xB, J=5T', 2H), 2,89 (&, J=5 I'n, 3H), 1,24 (1, J=6 I'n, 3H);

MC (ESI) m/z: 466,0 (M+H").

ITpumep 277.

Crnenyst obmemy crmocody D, 2,3-mudpropbensoiinyro kuciory (0,100 r, 0,633 mMons) u obpaszernr A33
(0,219 1, 0,633 MMoOnB) 00BEUHSIHN ¢ TTOTydeHHeM |-(4-xmop-5-(1-3THa-7-(MeTHIaMUHO)-2-0Kco-1,2-turuapo-
1,6-HadyTrpunuH-3-1n)-2-propdennn) -3- (2,3-nudropdenn) mouesunsl (0,172r, Bexox 54%).

'H SIMP (400 MT'n, IMCO-d): & 9,27 (c, 1H), 9,24 (c, 1H), 8,45 (c, 1H), 8,22 (1, J=10 I', 1H), 7,96 (M,
1H), 7,77 (c, 1H), 7,58 (1, J=12 I'u, 1H), 7,18-7,00 (m, 3H), 6,27 (c, 1H), 4,17 (xB, J=6 T'u, 2H), 2,90 (z, J=5,5
I'u, 3H), 1,24 (T, J=6 'y, 3H;

MC (ESI) m/z: 502,0 (M+H").

ITpumep 278.

Crnenyst mporienype, aHaJIOTHYHO OMHMCAaHHOHW B mpumMepe 265, obpazen A39 (100 mr, 0,319 mmons), 20%
COCl, B PhMe (0,185 mm, 0,351 mmons) u 4-amuHOTeTparuaponupad (32,3 mr, 0,319 MMoIb) 00BeIVHSINA U
OUMINAIM  HEMOCPEACTBEHHO  TyTeM  oOpameHHO-(a3oBoii  xpomatorpapmm  (MeCN  (Bec/0,1%
TDA)/H,0(Bec/0,1% T>DA)) c¢ mnomyuenueM 1-(2-¢pTop-4-metmn-5-(8-mMeTwi-2-(MEeTHIaMHIHO)-7-0KCc0-7,8-
quruaponupuno|2,3-d | nupumunun-6-un)dennn)-3-(terparuapo-2H-nmupan-4-mn)mMoueBunsl (46 Mr, BBIXOJ
33%) B opme mouTH OO0 TBEPIOTO BEIICCTRA.

'H SIMP (400 MTI'ti, IMCO-de): & 8,60 (ymmp.c, 1H), 8,13 (yump.c, 1H), 7,92 (1, J=8,4 T'n, 1H), 7,83
(ymmp.xB, 1H), 7,65 (¢, 1H), 7,06 (1, J=12,4 I'n, 1H), 6,64 (n, J=7,2 I'n, 1H), 3,81-3,76 (M, 2H), 3,68-3,57 (M,
1H), 3,59 (ymmp.c, 3H), 3,39-3,33 (m, 2H), 2,90 (ymmup.c, 3H), 2,04 (c, 3H), 1,79-1,76 (m, 2H), 1,38-1,30 (M,
2H);

MC (ESI) m/z: 441,2 (M+H").

ITpumep 279.

Crienys mporeaype, aHaJOTHIHO OMMCaHHOW B mpumepe 265, obpazern A39 (0,100 r, 0,319 mmoms), 20
Bec.% COCl, B PhMe (0,185 mur, 0,351 mmonb) u 1-Cbz-4-amunonumepuaua (0,075 r, 0,319 MMois) oObeauHS-
T ¥ OYMIIAIH TTyTeM XpomaTtorpaduu ¢ KOJOHKOH M1t oTroHa mMenkux ¢pakmuii (EtOAc/rexcansl) ¢ momyde-
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HUeM  OeH3ui-4-(3-(2-gprop-4-metnin-5-(8-MeTHiI-2-(METHIAMHUHO)- 7-0Kc0- 7,8 -muruaponupuo| 2,3-d mupumu-
JMH-6-11) (heHILT ) yper 10 JnunepuanH- 1 -kapookcunara (80 mr, Berxoa 44%) B hopMe TBEpPIOTO BEECTBA OEIOTO
IBETA.

MC (ESI) m/z: 574,2 (M+H").
bemsmin-4-(3-(2-¢prop-4-mMetnn-5-(8-mMeTrn-2-(METUIAMIHO )- 7-0KC0-7,8-murunpornupuao| 2,3-d jmupu-
MUIUH-6-11) peHImT) ypenao )nunepuant- 1 -kapookcunar (80 mr, 0,139 mMmoins) ruaporenuszupoBanu (1 atMm) B
MeOH (5 mi) 6oxee 10% Pd/C (50% H,0) (98 mr, 0,046 mmons). Uepes 3 4 peakIIMOHHYIO CMeCh (PHITBTpOBATIH
gepe3 HenuT, oouinbHo npombiBalii MeOH. O0benuHeHHbIe PUIBTPATH KOHIIEHTPUPOBAIN 1O BBICYIIMBAHHUS.
HeounmieHHbIH NpoIyKT oYMy myTeM oOpamieHHo-¢pa3oBoi xpomarorpadun (MeCN (Bec/0,1%TPA)/H,0
(Bec/0,1% TDA)) ¢ momyuenueMm 1-(2-prop-4-metnn-5-(8-meTni-2-(METHIIAMHHO)-7-0KCO-7,8-TUTHIPOTTUPUIO0
[2,3-dnupumunus-6-1t) hennn)-3-(nunepuanH-4-mI)MOUeBHHEL B (hOpMe COIH TPUPTOPYKCYCHON KUCTIOTHI (12

MT, BBIX0J 15%) B popMe TBepOro BeliecTBa OeIoro IBeTa.

'H SIMP (400 MI', IMCO-dg): & 8,54 (ymmp.c, 1H), 8,38 (ymmp.m, 1H), 8,14 (ymmp.m, 1H), 8,03
(ymmp.c, 1H), 7,84-7,74 (m, 2H), 7,58 (¢, 1H), 7,02 (1, J=12,4 I'u, 1H), 6,70 (x, J=7,2 T'n, 1H), 3,63 (M, 1H),
3,59 (ymmp.c, 3H), 3,15-3,13 (m, 2H), 2,97-2,92 (M, 2H), 2,90 (ymmp.c, 3H), 1,99 (c, 3H), 1,93-1,89 (M, 2H),
1,50-1,40 (M, 2H);

MC (ESI) m/z: 440,2 (M+H").

ITpumep 280.

Cnenys obmemy crocody C, TROC-kapbamar B18 (80 mr, 0,25 mmoins) u obpazenr A58 (83 mr, 0,254
MMOJIb)  o0bemuHsUIM ¢ TonydeHueM  1-(3-tper-Oyrunmm3oxca3on-5-un)-3-(2-prop-5-(1-m3ompommin-7-
(MetnmaMuHO)-2-0kco-1,2-muruapo- 1,6-nadpTupunns-3-un)penmn)mModeBuHb (43 Mr, BEIxox 34%).

'H SIMP (400 MTI'u, IMCO-de): 8 10,4 (c, 1H), 8,82 (n, J=1,6 T, 1H), 8,51 (yump.c, 1H), 8,42 (az, I=1,6
u 7,6 I'n, 1H), 7,90 (c, 1H), 7,38 (m, 1H), 7,06 (xB, J=4,8 I'y, 1H), 6,52 (ymmp.c, 1H), 6,16 (c, 1H), 2,94 (x,
J=4,8 T'u, 3H), 1,62 (1, J=7,2 'y, 6H), 1,32 (c, 9H);

MC (ESI) m/z: 493,2 (M+H").

ITpumep 281.

Cnenys obmemy criocody F, obpazenr A24 (100 mr, 0,320 MMOJIB) U O, 0L, O-TPUPTOP-M-TOJIAITN3OIMAHATA
(0,066 M, 0,480 MMONB) OOBEOUHSIIM M OYMINAIHM IIyTeM Xpomarorpauu ¢ KOJOHKOW JUI OTrOHA MEJNKHX
¢pakumii (5% EtOAc/rekcanoB no 100% EtOAc) c¢ momydenuem 1-(5-(1-3THin-7-(MeTHIaMUHO)-2-0KCcO-1,2-
quruapo-1,6-aadtupuaus-3-mn)-2-propdennn)-3-(3-(tpudropmerin)penmn)moueBunsl (8 Mr, BeIXon 5%) B
(dhopme TBepaOTO BelecTBa OEIOTO I[BETA.

'H SIMP (400 MI'ty, IMCO-dg): 8 9,47 (c, 1H), 8,68 (ymmp.c, 1H), 8,46 (c, 1H), 8,40-8,37 (M, 1H), 7,88
(c, 1H), 7,67-7,62 (M, 3H), 7,34-7,24 (M, 2H), 7,01 (ymup.x8B, 1H), 6,23 (c, 1H), 4,16 (xB, J=6,4 I';, 2H), 2,86 (x,
J=4,4 T, 3H), 1,23 (1, J=6,4 ', 3H);

MC (ESI) m/z: 500,3 (M+H").

ITpumep 282.

Cnenys obmemy criocody F, 1-m3onmanatobenson (0,036 r, 0,302 mmonbp) u obpasernr A58 (0,1 r, 0,302
MMOJIB) 00BeauHsUIn ¢ nonydeHueMm 1-(2-¢rop-5-(1-uzonpomnmi-7-(MeTuaaMuHo)-2-okco-1,2-nuruapo-1,6-
Hadupunun-3-mn)denun)-3-penmnmouesunst (0,94 r, Berxox 70%).

'H SIMP (400 MTI'ti, IMCO-dg): 8 9,03 (c, 1H), 8,62 (c, 1H), 8,49 (c, 1H), 8,42 (1, J=8 ', 1H), 7,86 (c,
1H), 7,52 (c, 1H), 7,50 (¢, 1H), 7,32 (m, 4H), 7,03 (M, 2H), 6,50 (ymmp.c, 1H), 3,40 (c, 1H), 2,91 (n, J=6 I'L,
3H), 1,60 (n, J=6 I'y, 6H);

MC (ESI) m/z: 446,3 (M+H").

ITpumep 283.

Crnenys obmemy crioco0y B, kapbamar coeaunenus u3 npumepa B48 (0,084 r, 0,401 mMonb) 1 obpasers
A12 (0,060 r, 0,20 Mmomb) oObeaWHIN C TodydeHHeM |-(2-hTop-5-(8-MeTmi-2-(MeTHIIaMHUHO)-7-0KC0-7,8-
muruaponupuno|2,3-d]mupumunua-6-un)denmn)-3-(1-n3onponmi- | H-mupazon-4-mm)mouesunst (0,074 r, 82%)
B (hopme TBepAOTO BElIecTBa OEIIOTO IBETA.

'H SIMP (400 MI'u, IMCO-dq): & 8,82 (c, 1H), 8,74 (c, 1H), 8,58 (n, J=1, 6 I'n, 1H), 8,50 (1, J=8,0 I'.,
1H), 7,96-7,79 (m, 3H), 7,46 (c, 1H), 7,34-7,31 (m, 2H), 4,50 (m, 1H), 3,71 (c, 3H), 2,99 (m, 3H), 1,45 (7, J=6,8
I'u, 1H);

MC (ESI) m/z: 451,2 (M+H").

ITpumep 284.

Crnenyst obmemy crnocody F, 1-m3ommanatonadrammu (0,05 r, 0,29 mmons) u obpazen A33 (0,1 r, 0,29
MMOJIb) OOBEAMHSIM C moiydeHueM |-(4-xmop-5-(1-3Tun-7-(MeTuiaaMuHo)-2-okco-1,2-muruapo-1,6-nadru-
punus-3-mn)-2-propdennn)-3-(HadTanuH-1-ua)ModeBuHbl B popme TBepporo BemecTsa Oenoro ngera (0, 121
T, BIX01 79%).

'H SIMP (400 MI'u, IMCO-de): & 9,26 (yump.c, 2H), 8,48 (c, 1H), 8,32 (n, J=8,8 ', 1H), 8,21 (1, J=8,8
I'y, 1H) . 8,05 (mn, J=7,6 T'y, 0,8 I'n, 1H), 7,98 (1, J=8,4 I'n, 1H), 7,81 (¢, 1H), 7,71-7,58 (m, 4H), 7,51 (T, J=8,0
I'y, 1H), 7,11 (xB, J=4,8 I'n, 1H), 6,30 (c, 1H), 4,20 (x8, J=6,8 I'y, 2H), 2,92 (x, J=4,8 I'u, 3H), 1,27 (1, J=6,8
I'n, 3H);
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MC (ESI) m/z: 516,0 (M+H").

ITpumep 285.

Crnenys obmemy crioco0y D, 2-drop-5-(Tpudropmernin)den3oiinyro kucioty (75 mr, 0,360 mmons), DPPA
(0,116 mu, 0,541 MmMoib) u obpasenr A24 (124 mr, 0,396 MMOJIb) OOBEAVHSIN M OUYHINAIH ITyTEM XpoMaTorpa-
¢um ¢ KOJOHKOM 1yt oTroHa Menkux (pakiuii (5% EtOAc/rexcanoB no 100% EtOAc) ¢ momyuennem 1-(5-(1-
3THI-7-(METUIIAMHHO )-2-0KC0- 1 ,2-murupo- 1,6-aad tupuaun-3-umn)-2-propdenmn)-3-(2-dprop-5-(tpud Top-
MeTH)(peHmT)MoUYeBHHEI (66 MT, BEIX0X 35%) B (hopme TBEpIOTO BEIIeCTBa OEJIOTO IIBETA.

'H SIMP (400 MT', IMCO-dg): 8 9,38 (ymmp.c, 1H), 9,18 (yump.c, 1H), 8,64-8,62 (m, 1H), 8,47 (c, 1H),
8,44-8,41 (m, 1H), 7,89 (c, 1H), 7,53-7,48 (m, 1H), 7,41-7,38 (M, 1H), 7,33-7,26 (m, 2H), 7,01 (yuup.xB, 1H),
6,23 (c, 1H), 4,17 (xB, J=7,6 T'u, 2H), 2,86 (1, J=4,4 I'y, 3H), 1,23 (1, J=7,6 'y, 3H);

MC (ESI) m/z: 518,2 (M+H").

ITpumep 286.

Crenys obumiemy cnocody B, mpom-1-en-2-un-5-tpet-0ytuin-1,3,4-tnanuaszon-2-unkapoamar (0,06 r, 0,25
MMoIb) U obpazery A24 (0,08 r, 0,25 MMonbp) 00benuHsIM C modydeHueM 1-(5-tper-Oytuin-1,3,4-tuanuazon-2-
min)-3-(5-(1-aun-7-(MetnnaMuHo)-2-0kco-1,2-aurunpo- 1,6-sadpTupuaus-3-1i)-2 -G roppeHuT)MOueBUHBI B
(opme TBepmoro Bemecta Oeoro nsera (0,08 T, Beixom 64%).

'H SIMP (400 MI'u, IMCO-dg): & 11,16 (c, 1H), 9,00 (c, 1H), 8,54 (c, 1H), 8,45 (1, J=6,4 T'u, 1H), 7,98 (c,
1H), 7,47-7,36 (M, 2H), 7,13-7,10 (M, 1H), 6,31 (c, 1H), 4,28-4,22 (M, 2H), 2,34 (1, J=4,8 T'u, 3H), 1,46 (c, 9H),
1,31 (1, J=6,8 T'u, 3H);

MC (ESI) m/z: 496,3 (M+H").

ITpumep 287.

Cnenys obmemy croco0y B, mporm-1-eH-2-un-5-tpetT-0ytri-1,3,4-tuaguazon-2-uinkapdamar (0,07 t, 0,3
MMoJIb), 1 obpazer; A30 (0,096 T, 0,29 mMmois) 00BeMHSIHN ¢ TIoMy4deHueM 1-(5-tper-0yTui-1,3,4-tnaanazon-2-
nin)-3-(5-(1-atun-7-(MetunamMuHo)-2-0kco-1,2-auruapo- 1,6-sadTupuaus-3-ui)-2-grop-4-metmndeHna)Moue-
BUHBI B (hopMe TBeporo BemecTsa Oemnoro 1ngera (0,09 r, Beixox 60%).

'H SIMP (400 MT', IMCO-dg): & 11,12 (c, 1H), 8,95 (c, 1H), 8,51 (c, 1H), 7,96 (x, J=8,8 ', 1H), 7,78 (c,
1H), 7,28 (n, J=7,6 T'u, 1H), 7,10 (1, J=4,8 I'n, 1H), 6,34 (c, 1H), 4,25 (xB, J=6,8 ', 2H), 2,96 (&, J=4,8 I'L,
3H), 2,18 (c, 3H), 1,45 (c, 9H), 1,31 (t, J=6,8 T'u, 3H);

MC (ESI) m/z: 510,2 (M+H").

ITpumep 288.

Cnenys obmiemy crioco0y D 3-tper-OyTiuii-1-mernn-1H-mmmpazon-5-kapookcmibayio kuciory (0,051 T,
0,28 mmome) 1 obpaszerr A58 (0,09 r, 0,28 mmonns) B mpucyTcTBUHN TpudTHiamuHa (0,06 T, 0,56 MMmoib) 1 DPPA
(0,15 1, 0,56 mmoub) oObenuHsIH ¢ TonyderueM 1-(3-tpeT-0yTui-1-mermn-1H-mupazon-5-mm)-3-(2-¢prop-5-(1-
M30MIPOITHII-7-(METHIAMHHO )-2-0KC0- 1, 2-muruapo-1,6-mad Tupuana-3-ni)peHuT)MOYEBUHBI B JOpME TBEPIOTO
BerecTBa Oenoro mseta (0,085 r, Berxox 60%).

'H SIMP (400 MI'ry, IMCO-de): & 9,00 (c, 1H), 8,89 (c, 1H), 8,51 (c, 1H), 8,44-8,42 (M, 1H), 7,87 (c, 1H),
7,35-7,33 (m, 2H), 7,07-7,04 (m 1H), 6,52 (yump.c, 1H), 6,17 (c, 1H), 3,69 (c, 3H), 2,94 (1, J=4, 8 T'u, 3H), 1,61
(m, J=7,2 Ty, 3H), 1,28 (c, 9H);

MC (ESI) m/z: 506,2 (M+H").

ITpumep 289.

Crnenyst obmemy crocody D, oopazenr B50 (0,041 1, 0,23 mmois) u obpazenr A12 (0,069 r, 0,23 MMoIb)
o0beauHs UM ¢ nonydeHueM |-(1-muxionentun-1H-nmupazon-4-mm)-3-(2-dprop-5- (8-mermn-2-(MeTHnaMuHo)-7-
okco-7,8-guruaponupuno| 2, 3-dmupumuana-6-mn)denun)mouesuns! (0,033 T, 30%) B dopme TBepmoro Bere-
CTBa KOPHUYHEBOTO IIBETA.

'H SIMP (400 MI't, IMCO-dg): & 8,82 (c, 1H), 8,75 (c, 1H), 8,58 (x, J=1,6 I', 1H), 8,50 (u, J=8,0 I'y,
1H), 7,96-7,79 (m, 3H), 7,47 (c, 1H), 7,35-7,32 (M, 2H), 4,70 (M, 1H), 3,71 (c, 3H), 2,99 (M, 3H), 2,14-2,09 (M,
2H), 1,98-1,92 (m, 2H), 1,86-1,82 (m, 2H), 1,71-1,97 (M, 2H);

MC (ESI) m/z: 477,2 (M+H").

ITpumep 290.

Crnenys obmemy crioco0y B, mpon-1-eH-2-un-5-tper-0ytuin-1,3,4-tnaauazon-2-unkap6amar (0,081 r, 0,33
MMoIb) U obpazery A49 (0,11 r, 0,33 MMonb) 00benuHsIM C modydeHueM 1-(5-tper-Oytuin-1,3,4-tuanuazon-2-
wi)-3-(2-rop-5-(8-u3onponun-2-(MeTHIAMUAHO ) - 7-0Kc0-7,8-muruaporupuno| 2,3-d jmupuMu auH-6-11) P e HIIT)
MO4eBHHEI B hopMe TBeporo BemecTsa oeoro ngera (0,09 r, Beixox 52%).

'H SIMP (400 MTI'ti, IMCO-dg): & 11,17 (c, 1H), 9,02 (c, 1H), 8,73 (c, 1H), 8,42 (ymmp.c, 1H), 7,93 (c,
1H), 7,90-7,87 (m, 1H), 7,45-7,37 (m, 2H), 5,89 (ymmmp.c, 1H), 3,00 (n, J=4,4 T'u, 3H), 1,69 (x, J=6,4 T'u, 6H),
1,47 (c, 9H);

MC (ESI) m/z: 511,2 (M+H").

IIpumep 291.

Crnenys obmemy crioco0y B, kapbamat coennnenus u3 npumepa B19 (70 mr, 0,31 mmoms) u o6pazer; A36
(80 wmr, 0,28 wmmomb) oObemuHsIH ¢ TodydeHueM 1-(1-tper-Oytmi-1H-nmupazon-4-mm)-3-(2-¢prop-5-(7-
(MeTnmaMuHO)-2-0kco- 1 -penmn-1,2-nurunpo-1,6-madtupuans-3-mn)dernn)MouaeBuHH (55 Mr, BeIxoq 33%).

- 101 -



026730

'H SIMP (400 MI'n, IMCO-dy): & 8,80 (c, 1H), 8,61 (c, 1H), 8,58 (ymmp.c, 1H), 8,53 (ax, J=1,6 u 7,6 T,
1H), 8,09 (c, 1H), 7,91 (¢, 1H), 7,71 (m, 2H), 1,64 (M, 1H), 7,49 (c,1H), 7,45 (M, 2H), 7,33 (M, 2H), 7,08 (xB,
J=4,0 T'u, 1H), 2,78 (1, J=4,0 I'y, 3H), 1,57 (c, 9H);

MC (ESI ) m/z: 526,2 (M+H").

ITpumep 292.

Crnenys obmemy crioco0y C, TROC-kapbamar coequaenus u3 npumepa B20 (80 mr, 0,27 MMoib) u oOpa-
3er; A36 (96 mr, 0,27 MMomb) 00beMHSIN ¢ TIodydeHueM 1-(2-prop-5- (7-(MeTrnamuHo)-2-0okco-1-pernn-1,2-
muruapo- 1,6-napTupunna-3-mi)dennn)-3-(3-n30nponruiIn30Kca3o-5-mi)MO9eBHHE (55 Mr, BIxoa 33%).

'H SIMP (400 MI'i, IMCO-dq): 8 10,4 (c, 1H), 8,84 (c, 1H), 8,60 (c, 1H), 8,52 (ux, J=1,6 u 7,6 I', 1H),
8,12 (c, 1H), 7,67 (m, 3H), 7,41 (M, 4H), 7,09 (xB, J=4, 0 I'y, 1H), 6,12 (c, 1H), 5,40 (c, 1H), 2,98 (m, 1H), 2,77
(n, J=4,0 T'u, 1H), 1,28 (1, J=6,8 I'u, 3H);

MC (ESI) m/z: 513,0 (M+H").

ITpumep 293.

Crnenys obmemy criocoOy F, 3-(tpudropmernin)pennnmnzonnanar (50 mr, 0,274 mMmonb) u obpazenr A40
(70 wr, 0,274 mMmonb) oObeauHSUIM ¢ momydeHueM 1-(2-¢pTop-5-(2-okco-1,2-nuruapo-1,6-madTupuaun-3-
win)denmn)-3-(3-(tpudropmerin) Gpernn) MoueBuHBI (69 Mr, BBIX0a 57%).

'H SIMP (400 MT', JIMCO-dq): & 12,2 (¢, 1H), 9,44 (c, 1H), 8,93 (c, 1H), 8,72 (ymmp.c, 1H), 8,44 (m,
2H), 8,16 (c, 1H), 8,05 (ymmp.c, 1H), 7,52 (m, 2H), 7,41 (M, 1H), 7,32 (m, 2H), 7,22 (1, J=5,6 ', 1H);

MC (ESI) m/z: 443,0 (M+H").

[Tpumep 294.

Cnenys obmemy ciocody C, TROC-kap6amat coemunenus u3 npumepa B20 (0,145 r, 0,482 Mmmoitb) 1 00-
pazenr A26 (0,075 1, 0,0241 mMmonb) oObemuHATU ¢ ToirydeHueM 1-(2-¢hrop-4-metmn-5-(1-metnn-7-(MeTni-
aMUHO)-2-0Kco-1,2-nuruapo-1,6-nadtupuani-3 -m) e )-3-(3-u30mpouIN30KCa30JI-5-1i1 ) MOYCBUHBI
(0,0612 1, 55%) B popme TBepmOTO BemecTBa OEIOTO IBETA.

'H SIMP (400 MT';, IMCO-dg): & 10,44 (c, 1H), 8,82 (c, 1H), 8,53 (c, 1H), 8,01 (x, J=8,4 'y, 1H), 7,81 (c,
1H), 7,31 (7, J=12,4 I'u, 1H), 7,19 (m, 1H), 6,31 (c, 1H), 6,11 (c, 1H), 3,65 (c, 3H), 3,04-2,99 (M, 4H), 2,23 (c,
3H), 1,30 (x, J=7,2 I'n, 6H);

MC (ESI) m/z: 465,2 (M+H").

ITpumep 295.

Crenys obmemy criocody C, TROC-kapbamar coenunenus n3 npumepa B20 (0,145 r, 0,482 mmonb) 1 00-
paserr A30 (0,079 1, 0,0241 mmonb) oObenuHsTH ¢ momydeHueM 1-(5-(1-3Tmn-7-(MeTmnamuHo)-2-0Kco-1,2-
muruapo- 1,6-madrupuann-3-un)-2-prop-4-metrnd eHunn)-3-(3-u30nponuIM30Kca3oi-5 -ui1)MOIEBHHbI (0,017
1,15%) B dopme TBepAOro BemecTBa 6EIoro IBeTa.

'H SIMP (400 MI'u, IMCO-dg): & 10,31 (c, 1H), 8,68 (c, 1H), 8,41 (c, 1H), 7,88 (x, J=8,4 I'u, 1H), 7,68 (c,
1H), 7,17 (», J=12,4 T'u, 1H), 7,01 (M, 1H), 6,25 (¢, 1H), 5,98 (c, 1H), 4,15 (m, 1H), 2,91-2,86 (M, 4H), 2,09 (c,
3H), 1,24-1,16 (M, 9H);

MC (ESI) m/z: 479,2 (M+H").

ITpumep 296.

Cnenys obmemy ciocody C, TROC-kapb6amat coemunenus u3 npumepa B18 (0,152 r, 0,483 mmoutb) 1 00-
pazen A62, (0,079 r, 0,241 MMonb) 00beuHAIH C nodydeHHeM 1-(3-Tper-OyTHinn3okca3on-5-mn)-3-(4-xmop-3-
(1-3THn-7-(MeTHIaMuHO)-2-0Kco-1,2-nuruapo-1,6-napupuany-3-mwn)penuwn)mouesunsl - (0,0423 1, 36%) B
(hopMe TBepaOTO BemecTBa 0EI0ro IBETA.

'H SIMP (400 MT';, IMCO-dg): & 10,25 (c, 1H), 9,02 (c, 1H), 8,45 (c, 1H), 7,78 (c, 1H), 7,58 (1, J=1,6 T,
1H), 7,50-7,41 (m, 2H), 7,10 (M, 1H), 6,28 (c, 1H), 6,08 (c, 1H), 4,18 (M, 2H), 2,90 (n, J=4,8 'y, 3H), 1,27-1,19
(M, 12H);

MC (ESI) m/z: 495,2 (M+H").

ITpumep 297.

Cycnensuto 1-( 3-tpeT-OyTHnmn3okcason-5-uin)-3-(2-grop-4-metuin-5-(8-meTuin-2-(MeTHITHO )-7-0KC0-7,8-
muraaponupuno|2,3-dmupumMuanH-6-nm)pernn)ModeBUHBI 13 puMdpa 96 (15 mr, 0,030 mmons) B CH,Cl, (1
M) obpabareiBani M-XIIBK (70%, 8,94 mr, 0,036 mmons). Uepe3 30 mun modasmsuin meranon (0,050 mo 1,2
mmoib) 1 TpuatwiamuH (0,020 mut, 0,14 MMomp) M 00pa3oBaHHYIO B pe3yibTaTe cMech HarpeBasu 1o 40°C B
Te4YeHHE HOUM. PeareHThl KOHIIEHTPHUPOBAIM B BaKyyMe M OUHIIAIH ITyTeM Xpomartorpaduu ¢ morxydenuem 1-(3-
TpeT-0yTUIN30KCca30I-5-1i)-3-(2-prop-5-(2-MeToKcH-8-MeTHII-7-0KC0-7,8-quruaponupuao| 2,3 -d [mupumunna-
6-m1)-4-MeTrndeHnT) MOYEeBHHBI (8,6 MT, BBIX0 59%).

'H SIMP (400 MT';, IMCO-de): 8 10,32 (c, 11), 8,93 (c, 1H), 8,72 (c, 1H), 7,93 (x, J=8,3 I'n, TH), 7,90 (c,
1H), 7,20 (x, J=12,3 I', 1H), 6,00 (c, 1H), 4,02 (c, 3H), 3,63 (¢, 3H), 2,09 (c, 3H), 1,21 (c, 9H);

MC (ESI) m/z: 481,2 (M+H").

ITpumep 298.

Crnenys obmemy criocody F, oopaszery A33 (100 mr, 0,288 MMois) u nukiorekciia usonuanar (0,07 4 mu,
0,57 7 MMoip) BCTymaiM B peakuuio ¢ obOpasoBanueM 1-(4-xiop-5-(1-3tmn-7-(MeTnnamuno)-2-okco-1,2-
Iuruapo- 1,6-napTupunnH-3-mi)-2-hpropdernn)- 3 -uKnorekcuiModeBuHs! (37 mr, Bexoxa 27%) B popme TBEp-
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JIOTO BEIIeCTBa OeJIoro 1BeTa.

'H SIMP (400 MTI'ti, IMCO-dg): & 8,39 (c, 1H), 8,29 (x, J=2,0 I'u, 1H), 8,14 (x, J=8,8 I', 1H), 7,70 (c,
1H), 7,41 (n, J=11,2 T'u, 1H), 7,30 (ymwmp.c, 1H), 6,80 (c, 1H), 6,61-6,58 (M, 2H), 6,28 (c, 1H), 4,08 (xB, J=6,81
I'y, 2H), 3,40 (yurup.m, 1H), 2,83 (c, 3H), 1,75-1,68 (M, 2H), 1,61-1,55 (M, 2H), 1,46-1,40 (M, 1H), 1,25-1,05 (M,
5H), 1,15 (1, J=7,2 T'n, 3H);

MC (ESI) m/z: 472,2 (M+H"), 474,2 (M+2+H").

ITpumep 299.

ITo ananorum ¢ mpumepom All, obpazerr A4l (125 wmr, 0,363 mmons), M-XTIBK (107 mr, 0,436 MMoITb) 1
2M MeNH, B TI'® BcTymanum B peaknuio ¢ oOpazoBaHueM 6-(5-amMmuHO-4-QTOp-2-MeTHIPEHIT)-8-3THII-2-
(meTunmamuHo ) iupuno|2,3-dJmupumuana-7(8H)-ona (67 mr, 0,205 MMOJIb) KOTOPEIH, B CBOIO OYepEIb, pEarupo-
BaJI B COOTBETCTBHH ¢ 001mM MetonoM F ¢ mukmorekcunuzormanatoM (0,105 mi, 0,822 MMoIIb) ¢ MOTydeHHEM
1-tknorexkcui-3-(5-(8-3THin-2-(MeTHIaMUHO) - 7-0Kc0- 7,8 -nuruaponupuno| 2,3-d mupumu iua-6-nm)-2-prop-4-
metmipermwn)MoueBuHbI (11 Mr, Berxon 12%) B ¢popme TBEpIOro BeliecTBa OeIoro BeTa.

'H SIMP (400 MT't;, IMCO-de): & 8,60 (ymrup.c, 1H), 8,11-8,09 (m, 1H), 7,94-7,92 (m, 1H), 7,79 (yump.m,
1H), 7,62 (c, 1H), 7,05 (n, J=12,4 T'n, 1H), 6,54 (n, J=8,0 T'u, 1H), 4,33 (ymup.x8B, 2H), 3,43-3,37 (M, 1H), 2,38
(n, J=4,0 I'u, 3H), 2,02 (¢, 3H), 1,77-1,73 (m, 2H), 1,65-1,60 (M, 2H), 1,52-1,46 (M, 1H), 1,34-1,05 (M, SH), 1,22
(ymmup.t, 3H);

MC (ESI) m/z: 453,3 (M+H").

ITpumep 300.

CornacHo o6memy metoxay F, obpaszerr A26 (0,100 r, 0,320 Mmmonnb) u nmkiorekcuia m3onuanat (0,041 mur,
0,320 MMoOmB) BCTyNMajad B peakmuio ¢ oOpazoBaHuWeM |-TKIOTeKcHiI-3-(2-prop-4-metnun-5-(1-metwmn-7-
(MetnmaMuHO)-2-0kco-1,2-muruapo-1,6-nadtupunus-3-ui)penmwn)modesunsl (77 mr, Beixox 55%) B dopme
TBEPJIOTO BEIIECTBA IPA3HO-0EI0T0 1BETA.

'"H SIMP (400 MT'1, JIMCO-de): & 8,38 (c, 1H), 8,10 (x, J=2, 0 I'u, 1H), 7,93 (x, J=38, 4 T'u, 1H), 7,63 (c,
1H), 7,06-7,02 (m, 2H), 6,54 (n, J=7,6 T'u, 1H), 6,17 (c, 1H), 3,50 (¢, 3H), 3,46-3,36 (M, 1H), 2,85 (n, J=5,2 I'Ly,
3H), 2,03 (c, 3H), 1,81-1,75 (m, 2H), 1,73-1,56 (m, 2H), 1,48-1,45 (m, 1H), 1,38-1,09 (M, SH);

MC (ESI) m/z: 438,3 (M+H").

ITpumep 301.

CornacHo obmemy merony B, oopazen B39 (125 mr, 0,66 mmoinb) u odpaszer; A26 (114 mr, 0,366 MMoIh)
BCTYNAJM B peakiuio ¢ oOpasosaHueM 1-(1-tper-Oytmn-1H-nnnazon-3-mn)-3-(2-prop-4-mermn-5-(1-merun-7-
(MetnmamMuHO)-2-0kco-1,2-muruapc-1,6-madp tupuans-3-mn)perann)moueBunsl (77 mr, Bbixon 40%) B dopme
TBEPJIOTO BEIIECTBA OEJIOro IIBETa. 'H aMP (4 00 MI', AMCO-dg) : 6 10,04 (ymmp.c, 1H), 8,41 (c, 1H), 8,09
(nn, J=8,4 m 14,0 I'u, 1H), 7,77 (mn, J=8,4 I'u, 1H), 7,70 (c, 1H), 7,37 (mx, J=7,6 u 15,6 T'n, 1H), 7,20 (7, J=12,0
I'u, 1H), 7,09-7,05 (M, 2H), 6,19 (c, 1H), 3,52 (c, 3H), 2,86 (z, J=5,2 ', 3H), 2,09 (¢, 3H), 1,72 (c, 9H);

MC (ESI) m/z: 528,3 (M+H").

ITpumep 302.

CorntacHo obmiemy metony B, obpasen B39 (125 mr, 0,66 mmons) 1 obpasen A28 (138 mr, 0,415 MMoub)
BCTYNaJHM B peakuuio ¢ obpasoBanueMm 1-(1-tper-Oytmi-1H-nnnazon-3-mn)-3-(4-xmop-2-¢prop-5-(1-metmn-7-
(MeTmTaMuHO)-2-0kco-1,2-muruapo- 1,6-naptupunus-3-wi)penmwn)mouesunsl (47 mr, Beixox 21%) B dopme
TBEPAOTO BelecTBa OEJIOro IIBETa.

'H SIMP (400 MI'ry, JIMCO-de): & 10,15 (ymmp.c, 1H), 8,42 (c, 1H), 8,33 (1, J=8,8 ', 1H), 8,06 (1, J=7.6
I'u, 1H), 7,78 (an, J=4,4 u 8,8 I', 1H), 7,62 (n, J=10,4 I'u, 1H), 7,40-7,36 (m, 1H), 7,13-7,06 (M, 2H), 6,18 (c,
1H), 3,51 (c, 3H), 2,86 (n, J=4,8 ', 3H), 1,72 (c, 9H);

MC (ESI) m/z: 548,3 (M+H"), 550,3 (M+2+H").

ITpumep 303.

Crnenys obmemy criocody D, 3-tper-0yTi-1-metnin- 1 H-upason-5-kapOokcmnbayto kucnoty (50 mr, 0,27
MMouTb) 1 obpaszert A19 (0,10 T, 0,27 mmons) B ipucytcTBuu DPPA (65 MK, 0,30 mmois) u Et;N (42 mxi, 0,30
MMOJIb) O0BemUHsUIM ¢ TonydeHueMm 1-(3-tper-OyTui-1-metun-1H-mupazon-5-wmm)-3-(5-(8-muknoneHrmi-2-
(MeTunTHO)-7-0KCc0-7,8-muruaponupuao| 2,3-d | mupuMuuH-6-1m)-2 -G Top HEeHUIT )MOICBHHBI.

Crnienys mpoueaype, aHaJOTHIHO onrcanHou B mpuMepe Al, 1-(3-tpet-0yTun-1-metwn-1H-mupazon-5-wm)-
3-(5-(8-umknoneHTHI-2-(METHITHO)-7-0KCc0-7,8-quruapornupuno| 2,3-d [mupumu inH-6-mi)-2 - rop heHnT)Mo-
yeuHy (150 mr, 0,27 Mmoib) obpadateiBasin M-XIIBK (70 Bec.%, 74 mr, 0,30 MMons), a 3aTeM 2M MeTHIIaMU-
HoM (1,4 ™) ¢ momyyennem  1-(3-tper-OyTtmi-1-mernn-1H-mmpazon-5-nn)-3-(5-(8-muknonentun-2-
(MeTHIaMuHO)-7-0Kco-7,8-muruaponupunol| 2,3-d mupumuana-6-nmn)-2-dpropdenna)modeBuHbl (67 MI, BBIXOA
46%).

'H aMP (400 MI'u, IMCO-d4, ocHOBHO¥ m3oMmep): & 9,04 (¢, 1H), 8,94 (mn, J=2,4 T'n, 1H), 8,76 (ymup.c,
1H), 8,46 (ymmwmp.n, J=7,6 I'n, 1H), 7,93 (c, 1H), 7,74 (ymup.xB, J=4, 8 I'n, 1H), 7,38 (M, 2H), 6,21 (c, 1H), 6,04
(M, 1H), 3,73 (¢, 3H), 3,01 (m, J=4,8 I'y, 3H), 2,49 (ymmp.c, 1H), 2,33 (ymmp.c, 1H), 2,11 (c, 3H), 2,11 (ymmp.c,
2H), 1,90 (ymmp.c, 2H), 1,74 (ymmup.c, 2H), 1,31 (¢, 9H);

MC (ESI) m/z: 533,3 (M+H").

ITpumep 304.
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Crenys obmemy criocody D, obpazery B45 (100 mr, 0,549 mmons), Tpustinamud (64 mr, 0,631 MMoib),
obpazerr A58 (179 mr, 0,549 mmons) u DPPA (174 mr, 0,631 mMMone) oObenunsinu ¢ nonydenueM 1-(1-tper-
Oyruin-5-merun- 1 H-nmupazon-4-wmn)-3-(2-¢pTop-5-(1-u3onponmi-7-(MeTHIaMUHO )-2-0Kco- 1 ,2-muruapo-1,6-
HadTHpHanH-3-n)pernmn)moueBuHH (101 mr, BBIxOT 36%).

'H SIMP (400 MI't, IMCO-dg): & 1,68 (1, 6H), 1,69 (c, 9H), 2,46 (c, 3H), 3,00 (1, 3H), 4,16-4,18 (rem,
1H), 6,58 (ymmp.c, 1H), 7,11 (ymmp.c, 1H), 7,35-7,38 (M, 2H), 7,59 (c, 1H), 7,92 (c, 1H), 8,30 (c, 1H), 8,49-8,51
(M, 1H), 8,57 (c, 1H), 8,69 (ymmp.c, 1H);

MC (ESI) m/z: 506,2 (M+H").

ITpumep 305.

Cnenys obmemy criocody D, obpasenr B49 (134 mr, 0,501 mmons), Tpudtunamus (58 mr, 0,577 MMOIb),
obpazerr A13 (135 mr, 0,501 mmoins) u DPPA (159 mr, 0,577 MMOIIb) OOBEIMHSIIN M OYHUIIATH ITyTeM OOpaIcH-
HO-(azoBoi xpomarorpaduu (xosonka Biotage C18-25, 30-100% aneroHnTpun/Bona) ¢ moiydeHueMm 1-(2-
¢drop-5-(8-meTun-7-okco-7,8-muruaponupuno|2,3-d mupumunuH-6-mi)henun)-3-(2-metun-4-( 1 -metmn- 1 H-
WHJIOJI-5-1JT) TUPUMHUIMH-S -WIT)MOYEBHHEI (34 Mr, BEIX0X 12%).

'H SIMP (400 MTI'ny, JIMCO-de): & 2,60 (c, 3H), 3,69 (c, 3H), 3,83 (c, 3H), 6,55 (¢, 1H), 7,30-7,32 (m, 2H),
7,41-7,42 (m, 1H), 7,48 (1, 1H), 7,60 (x, 1H), 7,91 (c, 1H), 8,13 (c, 1H), 8,47-8,49 (M, 1H), 8,58 (c, 1H), 9,05
(ymmp.c, 1H), 9,10-9,25 (m, 2H), 9,11 (c, 1H);

MC (ESI) m/z: 535,2 (M+H").

ITpumep 306.

Cornacao obmemy merony D, 2,3-mudropbensoiinas kucmora (0,030 r, 0,190 mmonp) pearupopana c
DPPA (0,0104 r, 0,380 mmons) B ipucyTcTBUH TpuaTuinamuna (0,058 r, 0,569 MMois) B muokcane (2 M) mipH
KOMHATHOW TemIepaType B TedeHue 1 4, mocie dero ee oOpabdareBasm obpasiom A49 (0,062 r, 0,190 MMoib)
npu 80°C B TedeHue 2 4 ¢ nmoiydeHueM 1-(2,3-audpropdennn)-3-(2-¢prop-5-(8-u3onponmn-2-(MeTHIAMIHO)-7-
0kco-7,8-murunponupuno|2,3-d jnupumuana-6-mn)derma)moueBuns! (0,065 r, Berxox 71%).

'H IMP(400 MT't;, IMCO-de): & 9,31 (ymmp.c, 1H), 9,18 (c,1H)), 8,72 ¢, 1H), 8,47 (1, J=7 ', 1H), 8,07
(M, 1H), 7,90 (c, 1H), 7,86 (m,1H), 7,36 (n, J=8,5 T'u, 1H), 7,21 (m, 1H), 7,12 (M, 1H), 5,85 (ymmup.c, 1H), 2,90
(m, J=5T'n, 3H), 1,67 (1, J=6 ', 6H);

MC (ESI) m/z: 483,3 (M+H").

ITpumep 307.

Cornacuo obmemy merony G 2,2,2-tpuxiopaTiwi-nupuana-3-mikapoamar (0,060 r, 0,223 MMoITs) BCTymat
B peakuuio ¢ obpasuom A49 (0,073 r, 0,223 mmons) B npucyrctBun N-metunnuppoinausa (0,019 r, 0,223
MMonb) B guokcaHe (3 mu) mpu 90°C B Tewenme 15 u ¢ mosydenueM 1-(2-drop-5-(8-m3ompormin-2-
(MeTmIaMuHO)-7-0kco-7,8-muruaponupuno| 2,3-d mupumuans-6-ni)dennn)-3-(MupuanH-3-11)MOYEBUHBI
(0,025r, BBIXOT 25%).

'H SIMP (400 MI'ty, IMCO-dq): & 9,34 (c, 1H), 8,79 (c, 1H), 8,72 (c, 1H), 8,68 (1, J=2,5 T'u, 1H), 8,43 (x,
J=8 'y, 1H), 8,27 (m, 1H), 8,05 (m, 1H), 7,92 (c, 1H), 7,86 (M, 1H), 7,40 (nm, J=9,5 T'u, 1H), 7,37 (M, 2H), 5,85
(yumup.c, 1H), 2,90 (m, J=5 TI'i, 3H), 1,67 (u, J=6 T'u, 6H);

MC (ESI) m/z: 448,2 (M+H").

ITpumep 308.

CornacHo obmemy Merony F 1-m3onmanarto-3-(tpudropmern)oenson (0,060 r, 0,321 Mmomb) BeTyman B
peaxuuio ¢ obpasuom A49 (0,060 r, 0,183 MMoib) B xiopuae MeTrieHa (2 M) B TeUeHHE 6 U C IoJTydeHueM |-
(2-¢prop-5-(8-n3onponuin-2-(MeTHIAMUHO)-7-0Kco-7,8-nuruaponupuao| 2,3-d mupumu anH-6-nm) penwmn)-3-(3-
(rpudropmernn) penmn)moueuns (0,090 r, Beixox 95%).

'H SIMP (400 MT';, IMCO-dy): 8 9,52 (c, 1H), 8,79 (ymrup.c, 1H), 8,75 (c, 1H), 8,43 (1, J=8 ', 1H), 8,17
(c, 1H), 7,92 (c,1H), 7,86 (m, 1H), 7,62 (m, 2H), 7,37 (M, 2H), 5,85 (ymmwmp.c, 1H), 2,90 (1, J=5 I'n, 3H), 1,67 (x,
J=6 T'n, 6H);

MC (ESI) m/z: 515,2 (M+H").

ITpumep 309.

CornacHo obmemy merony F 1-m3onmanarcoenson (0,050 r, 0,420 MMoOJIb) BCTyIald B peakIMio ¢ 00pas-
oM A49 (0,060 1, 0,183 MMmomnb) B xyopuae MeTwIeHa (2 MiI) B TeueHHe 6 4 ¢ monydeHueM 1-(2-¢pTop-5-(8-
M30MPOIHI-2-(METHIIAMHHO )-7-0KC0-7,8-muruaponupuno| 2,3 -d [mupumunna-6-mn) hernn )-3 -G eHIIMOIeBHHbI
(0,065 t, BBIXOZ 79%).

'H SIMP (400 MTI'u, IMCO-dq): 8 9,18 (c, 1H), 8,75 (c, 1H), 8,68 (ymmp.c, 1H), 8,48 (z, J=8 T'u, 1H), 7,93
(c, 1H), 7,89 (M, 1H), 7,56 (m,2H), 7,38 (M, 4H), 7,10 (M, 1H), 5,85 (ymmup.c, 1H), 2,90 (x, J=5 I'u, 3H), 1,67 (x,
J=6 I'y, 6H);

MC (ESI) m/z: 447,3 (M+H").

ITpumep 310.

CornacHo obmemy merony F 1-uzonmanatonadranun (0,060 r, 0,355 MMoinbs) BCTynan B peakuuio ¢ 00-
pasom A49 (0,060 T, 0,183 MMoI1B) B Xutopuze MeTwieHa (2 mMiT) B TedeHue 6 9 ¢ moiaydeHueM 1-(2-drop-5-(8-
M30IPOIINII-2-(METHIIAMHUHO)-7-0Kc0-7,8-nurunponupuno| 2,3-d jmupumunua-6-un)pennn)-3-(Had rannH- 1 -m)
moueBuHHI (0,070r, Berxox 42%).

-104 -



026730

'H SIMP (400 MI't, IMCO-dg): & 9,28 (c, 1H), 9,20 (c, 1H), 8,74 (c, 1H), 8,57 (u, J=8 T'u, 1H), 8,27 (x,
J=9 I'y, 1H), 8,17 (m, 1H), 8,04 (m, 1H), 7,93 (c, 1H), 7,77-7,55 (m, 4H), 7,37 (M, 2H), 5,85 (ymmp.c, 1H), 2,90
(n, J=5T'n, 3H), 1,67 (1, J=6 I'u, 6H);

MC (ESI) m/z: 497,2, (M+H").

ITpumep 311.

CornacHo obmemy Merony F 1-xiop-4-msonmanaro-2-(tpudropmermn)oenzon (0,06 r, 0,271 Mmoib)
BCTyMal B peaknuio ¢ obpasiom A49 (0,06 T, 0,183 Mmoip) B Ximopuje MeTHiIeHa (2 MiT) B TeUeHHE 6 9 ¢ TTOTy-
geHueM  1-(4-xmop-3-(tpudropmernin)pennn)-3-(2-grop-5-(8-u3onponui-2-(MeTHIAMUHO )-7-0KCO-7 8- TUTHI-
pormpuno[2,3-d|mupumunua-6-ni)penmn)modesunsl (0,080 r, Berxon 80%).

'H SIMP (400 MI'ty, IMCO-dg): 8 9,62 (c, 1H), 8,79 (c, 1H), 8,74 (c, 1H), 8,40 (n, J=8 I'n, 1H), 8,21 (c,
1H), 7,93 (c, 1H), 7,89 (m, 1H), 7,71 (c, 2H), 7,40 (M, 2H), 5,85 (ymmp.c, 1H), 2,90 (7, J=5 I'y, 3H), 1,67 (1, J=6
T'u, 6H):

MC (ESI) m/z: 549,0 (M+H").

ITpumep 312.

Cornacro obmemy merony F 1-grop-2-nzonnanaro-4-(tpudropmermn)oenzon (0,060 r, 0,293 mmons)
BCTYyINaJ B peakuuio ¢ odopasnom A49 (0,06 r, 0,183 MmMoip) B x0opuae MeTmiieHa (2 MiI) B TedeHUe 6 9 ¢ MoJy-
yerueM  1-(2-drop-5-(8-m3onpcnmi-2-(MeTHIIaMuHO)-7-0Kco-7,8-muruaponupuao| 2,3-d mupuMuanH-6-m)de-
HIN)-3-(2-¢pTOp-5-(TpudTopMetnin)permn)moueBuHs (0,075, Beixon 48,2%).

'H SIMP (400 MI't, IMCO-dq): 8 9,51 (¢, 1H), 9,31 (c, 1H), 8,76 (m, 2H), 8,50 (u, J=8 I', 1H), 7,95 (c,
1H), 7,90 (m, 1H), 7,63 (m,1H), 7,52 (M, 1H), 7,42 (c, 1H), 7,40 (c, 1H), 5,85 (ymup.c, 1H), 2,90 (m, J=5 I'm,
3H), 1,67 (n, J=6 I';, 6H),

MC (ESI) m/z: 533,0 (M+H").

ITpumep 313.

CornacuHo obmemy Merony F 3-m3onmanarodenzonutpui (0,06 r, 0,416 MMOJIB) BCTyIall B peaKIuio ¢ 00-
pasuom A49 (0,06 T, 0,183 MMmomp) B xyopuae MeTwieHa (2 mi) B TedyeHHe 6 4 ¢ moxydeHuem 1-(3-
aHoermn)-3-(2-gprop-5-(8-m3onponmi-2-(MeTHIIAMHHO )-7-0Kc0-7,8-auruaponupuno| 2,3-d jJrupumu gus-6-
win)denmn)mouesunsl (0,068 T, BeIxoq 79%).

'H SIMP (400 MI'n, IMCO-dq): 6 9,51 (c, 1H), 8,83 (c, 1H), 8,75 (c, 1H), 8,43 (x, J=8 'y, 1H), 8,11 (m,
1H), 7,93 (c, 1H), 7,89 (M, 1H), 7,75 (m,1H), 7,60 (T, J=8 I'y, 1H), 7,54 (m, 1H), 7,37 (M, 2H), 5,85 (ymmp.c,
1H), 2,90 (x, J=5 I'n, 3H), 1,67 (&, J=6 I'u, 6H);

MC (ESI) m/z: 472,2 (M+H").

ITpumep 314.

CornacHo obmemy metony F mzormanarorukiorekcan (0,050 r, 0,399 MMo1b) BCTyIaa B peakiyio ¢ 00-
pasuom A49 (0,070 r, 0,214 mmoins) B upuause (2 mir) mpu 50°C B TeyeHne 3 9 ¢ TOTYYCHUECM | -IIUKIOTCKCIII-
3-(2-prop-5-(8-u3onponun-2-(MeTHIAMIHO )-7-0KCc0-7,8-nuruaporupuao[2,3-d Jmup uMu arH-6-1i1) eHIIT ) MO-
yeBuHHI (0,03T, BeIXO 31%).

'H SIMP (400 MI'ty, IMCO-de): & 8,74 (c, 1H), 8,47 1, J=9 T'u, 1H), 8,31 (ymmp.c, 1H), 7,88 (c, 2H), 7,27
(M, 2H), 6,72 (1, J=9 I'u, 1H), 5,87 (ymwup.c, 1H), 3,58 (M, 1H), 3,00 (x, J=5 I', 3H), 1,95-1,20 (M, 10H), 1,70
(m, J=6 T'u, 6H);

MC (ESI) m/z: 453,3 (M+H").

ITpumep 315.

Cornacuo obmemy merony F m3onmanaronumkiorekcas (0,050 r, 0,399 MMoib) BCTynan B peakuuio ¢ 00-
pasom A12 (0,070 r, 0,234 MmMoutp) B mupuuse (2 mur) ipu 50°C B Tedyenne 3 49 ¢ MOTyYEeHUEM | -ITUKIOTEKCHIT-
3-(2-rop-5-(8-MeTnin-2-(MeTHIIAMHUHO)- 7-0KCc0-7,8-muruaponupuao| 2,3-d [mupuMu anH-6-11) e HUIT )MOYCBHHBI
(0,045r, BIXOM 45%).

'H SIMP (400 MT', IMCO-d): 8 8,76 (c, 1H), 8,50 (1, J=9 I'ni, 1H), 8,31 (ymmp.c, 1H), 7,88 (c, 2H), 7,29
(M, 2H), 6,72 (1, J=9 T'u, 1H), 3,71 (¢, 3H), 3,58 (m, 1H), 3,00 (x, J=5 'y, 3H), 1,95-1,20 (M, 10H);

MC (ESI) m/z: 425,2 (M+H").

ITpumep 316.

CornacHo obmemy metony F mzormanarorukiorekcan (0,100 r, 0,799 MMo1b) BCTymaa B peakiyio ¢ 00-
pasuom A28 (0,100 r, 0,301 mmouns) B mupuante (2 min) npu 50°C B Teyenue 2 4 ¢ noxydeHuem 1-(4-xmop-2-
drop-5-(1-meTnin-7-(MeTUIIAMHHO )-2-0KC0- 1 ,2-muruapo- 1,6-aad TupuarH-3 -1 ) eHT ) -3 -IIUKITOT € KCUIT-
moueBuHEHI (0,082r, Berxox 60%).

'H SIMP (400 MI', IMCO-dq): & 8,39 (c, 1H), 8,32 (ymmp.c, 1H) ), 8,17 (1, J=9 T'u, 1H), 7,70 (c, 1H),
7,43 (7, J=11,5 T'u, 1H), 7,08 (M, 1H), 6,62 (n, J=8 ', 1H), 6,15 (c, 1H), 3,49 (c, 3H), 3,41 (M, 1H), 2,86 (&, J=5
I'm, 3H), 1,85-1,45 (M, 5H), 1,35-1,20 (M, SH);

MC (ESI) m/z: 458,1 (M+H").

ITpumep 317.

Cornacao obmemy merony F 1-usonmanarcoenson (0,050 r, 0,420 MMoib) BCTynas B peakuuio ¢ oopas-
oM A28 (0,070 T, 0,210 MMoip) B aTunanerare (2 M) B Tedenue 13 9 ¢ momydenuem 1-(4-xmop-2-drop-5-(1-
MeTHI-7-(METUIIaMHHO)-2-0Kco- 1, 2-nuruapo- 1,6-Had tupuaus-3-un)pernn)-3-peanamoueunsl (0,080r, BEIxoxn
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84%).

'H SIMP (400 MI';, IMCO-dy): & 9,08 (c, 1H), 8,68 (yummp.c, 1H), 8,40 (c, 1H), 8,17 (x, J=9 T'y, 1H), 7,74
(c, 1H), 7,53 (m, J=11,5 T'u, 1H), 7,41 (M, 1H), 7,26 (M, 1H), 7,10 (M, 1H), 6,96 (M, 1H), 6,15 (c, 1H), 3,49 (c,
3H), 2,86 (1, J=5 I'y, 3H);

MC (ESI) m/z: 452,0 (M+H").

ITpumep 318.

CornacHo obmemy merony F 1-m3ommanaronadranun (0,050 r, 0,296 MMois) BCTyman B peakiuio ¢ 00-
pasom A28 (0,070 T, 0,210 MMo:Ib) B dTHIIanieTaTe (2 MJI) IpU KOMHATHOHN TeMIieparype B TedeHue 13 d ¢ mo-
nydeHueM 1-(4-xmop-2-prop-5-(1-MeTmi-7-(MeTHIaMuHoO)-2-0Kkco-1,2-quruapo- 1,6-nadtupunua-3 -mn)heHnn)-
3-(madranmun-1-mwr)moueBunsl (0,07T, BeIxox 67%).

'H SIMP (400 MI'n, IMCO-dq): & 9,18 (c, 2H), 8,40 (c, 1H), 8,26 (1, J=9 I'u, 1H), 8,14 (1, J=9 I'u, 1H),
7,98 (n, J=7 T'u, 1H), 7,90 (n, J=8 I'n, 1H), 7,74 (c, 1H), 7,60 (M, 3H), 7,43 (1, J=8 ', 1H), 7,11 (m, 1H), 7,26
(M, 1H), 6,16 (c, 1H), 3,49 (c, 3H), 2,86 (1, J=5 I'ny, 3H);

MC (ESI) m/z: 502,0 (M+H").

ITpumep 319.

Cornacuo obmemy merony F 1-xmop-4-msonmanaro-2-(tpudropmernin)oenson (0,070 r, 0,316 mmons)
BCTyMaJ B peakiuio ¢ oopazmom A28 (0,070 r, 0,210 mmoip) B aTHianerate (2 M) B TeueHue 13 9 ¢ momydeHu-
eM  1-(4-xmnop-2-dprop-5-(1-meTnn-7-(MeTuIaMuHO)-2-0kco- 1,2-muruapo-1,6-aadTapuaunn-3-wmn)dermn)-3-(4-
xnop-3-(Tpudropmernin)penmm)moueBuns (0,104r, Berxox 89%).

'H SIMP (400 MI', IMCO-dq): & 9,54 (c, 1H), 8,83 (ymmp.c, 1H), 8,43 (c, 1H), 8,12 (m, 2H), 7,77 (c,
1H), 7,65-7,50 (M, 3H), 7,12 (M, 1H), 6,15 (c, 1H), 3,52 (¢, 3H), 2,86 (z, J=5 ', 3H);

MC (ESI) m/z: 555,0 (M+H").

ITpumep 320.

Cornacao obmemy meroay F 1-¢rop-2-uzonnanaro-4-(tpud|ropmernn) 6enzon (0,070 r, 0,341 mMmons)
BCTyMaJ B peakiuio ¢ oopazmom A28 (0,070 r, 0,210 mmo:p) B aTHianerate (2 M) B TeueHue 13 9 ¢ momydeHu-
eM  1-(4-xnop-2-dprop-5-(1-merun-7-(MeTHnamMuHo)-2-0kco-1,2-nuruapo-1,6-sapTrpuaun-3-mi)dpennn)-3-(2-
¢drop-5-(tpudropmernin)penmn)moueBunsl (0,095r, Beixox 84%).

'H SIMP (400 MTI'ti, IMCO-de) & 9,41 (yump.c, 1H), 9,31 (ymmp.c, 1H), 8,57 (mn, J=7,2 T, 1H), 8,42 (c,
1H), 8,22 (n, J=9 I'u, 1H), 7,77 (c, 1H), 7,58 (x, J=11,5 I'n, 1H), 7,51 (m, 1H), 7,40 (M, 1H), 7,10 (M, 1H), 6,15
(c, 1H), 3,51 (c, 3H), 2,86 (1, J=5 'y, 3H);

MC (ESI) m/z:538,0 (M+H").

ITpumep 321.

Cornacao obmemy merony F 3-m3ormmanarobenzonutpua (0,050 r, 0,347 MMoIIb) BCTynall B PEaKIHIO C
obpazom A28 (0,070 T, 0,210 Mmo:b) B aTHIaneTate (2 Mur) B TedeHue 13 1 ¢ momydeHuem 1- (4-xmop-2-¢rop-
5-(1-meTnn-7-(MeTUIaMIHO )-2-0KcOo- 1, 2-murunpo- 1,6-aad raupuana-3-un) perwn)-3-(3-1mano G eHnT ) MOICBUHBI
(0,090r, BeIXOT 90%).

'H SIMP (400 MI'u, IMCO-dq): & 9,42 (c, 1H), 8,86 (ymmp.c, 1H), 8,44 (c, 1H), 8,17 (1, J=9 T'u, 1H), 7,99
(m, 1H), 7,77 (c, 1H), 7,63 (M, 1H), 7,58 (n, J=11,5 I'u, 1H), 7,51 (1, J=7 I'n, 1H), 7,45 (m, 1H), 7,14 (M, 1H),
6,19 (c, 1H), 3,52 (c, 3H), 2,86 (&, J=5 ', 3H);

MC (ESI) m/z: 477,0 (M+H").

ITpumep 322.

Crnenys obmemy crocody D, 2, 3-mudropOenszoiinyto xucnory (0,071 r, 0,449 MMoib), TpUITHIAMHUH
(0,091 1, 0,898 mmomns), DPPA (0,124 1, 0,449 mMois) u obpaszer; A28 (0,100 t, 0,2 99 MMoOITB) OOBETUHSITH C
noirydyenneM  1-(4-xmnop-2-¢rop-5-(1-meTnn-7-(MeTninaMmuHo)-2-0kco-1,2-quruapo- 1,6-aadrupunun-3-wmn)de-
HIN)-3-(2,3-qudropdenmn)mogesuns (0,070 T, Berxon 48%).

'H SIMP (400 MI'ty, IMCO-dg): & 9,26 (ymmp.c, 1H), 9,22 (yump.c, 1H), 8.42 (c, 1H), 8,20 (z, J=10 I,
1H), 7,94 (m, 1H), 7,74 (c, 1H), 7,57 (n, J=12 I'u, 1H), 7,12 (m, 2H), 7,04 (M, 1H), 6,18 (c, 1H), 3,51 (c, 3H),
2,86 (m, J=5T'n, 3H);

MC (ESI) m/z: 488,0 (M+H").

ITpumep 323.

CornacHo obmemy metony F mzormanarorukiorekcad (0,100 r, 0,799 MMo1b) BCTymaa B peakiyio ¢ 00-
pasuom A62 (0,100 1, 0,304 Mmonb) B upuanne (2 min) B Tedenne 3 4 npu 50°C ¢ nonxyuenuem 1-(4-xmop-3-(1-
3THI-7-(METUIIAMHHO )-2-0KC0- 1 ,2-murupo- 1,6-Had Tupuana-3-un)permn)-3-muknorekcuimodeBudsl (0,075 T,
BBIXOJT 54%).

'H SIMP (400 MT', IMCO-dq): & 8,46 (c, 1H), 8,40 (c, 1H), 7,71 (c, 1H), 7,45 (¢, 1H), 7,32 (yump.c, 2H),
7,04 (M, 1H), 6,24 (c, 1H), 6,11 (n, J=8 I'u,1H), 6,25 (¢, 1H), 6,00 (c, 1H), 4,15 (xB, J=6 'y, 2H), 3.43 (M, 1H),
2,86 (1, J=5I', 3H), 1,85-1,50 (m, SH), 1,35-1,20 (m, SH), 1,20 (1, J=6 ', 3H);

MC (ESI) m/z: 454,1 (M+H").

ITpumep 324.

Cornacuo obmemy merony C 2,2,2-TpHXJIOpITHA 3-M30IpoIMIN30Kca3on-S-mikapobamar (0,077 r, 0,255
MMOJIb) BCTyHaI B peakiuio ¢ obopaznom A62 (0,070 r, 0,213 mMmomnb) B quokcane (2 M) B MPUCYTCTBUU N-
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metwmuppoiuauaa (0,018 r, 0,213 mmons) nipu 80°C B Teduenne 4 4 ¢ momydenueM 1-(4-xmop-3-(1-otwn-7-
(MeTmnaMuHo)-2-0kco-1,2-murnapo-1,6-napTupuans-3-mr)dennn)-3-(3-1U30poNuIH30KCca30II-5-11)MOYEBUHBI
(0,080r, BBIXOM 78%).

'H SIMP (400 M, IMCO-de): 8 10,2 (c, 1H), 9,00 (c,1H) ), 8,43 (c, 1H), 7,75 (c, 1H), 7,54 (1, J=2,5 T,
1H), 7,44 (M, 2H), 7,06 (M, 1H), 6,25 (c, 1H), 6,00 (c, 1H), 4,15 (xB, J=6 ', 2H), 2,90 (M, 1H), 2,87 (1, J=6 I'L,
3H), 1,20 (m, 9H);

MC (ESI) m/z: 481,2 (M+H").

ITpumep 325.

Cnenys obmemy crioco0y D 3-tper-0yTui-1-metmn- 1 H-nupa3zon-5-kapookcmibHyro kucioty (50 mr, 0,27
MMoutb) U obpazer; A21 (0,102 1, 0,27 mmons) B ipucytcTBuu DPPA (65 mxim, 0,30 mmons) u Et;N (42 mka, 0,30
MMOJIb) OOBEIUHsUIH ¢ modydeHueM 1-(3-tper-OyTmi-1-merni-1H-mupazon-5-un)-3-(5-(8-uurroneHTrI-2-
(MeTmnTHO)-7-0KC0-7,8-Iuruaponupuno| 2,3-d |nupuMuIuH-6-11)-2 -G rop-4-Me THII() eHIIT)MOYEBUHBI.

Crenys nponenype, aHaJIOTHYHO onMcanHo B mpumepe Al, 1-(3-tper-Oytmi-1-merwin-1H-nmpazon-5-wn)-
3-(5-(8-umknoneHTHI-2-(METHITHO)-7-0KCc0-7,8-quruaponupuno| 2,3-d [mupumMu inH-6-mi)-2 - Top-4-MeTHII-
¢ermm)moueBuny (150 mr, 0,27 mmonb) obpadarsiBasin M-XIIBK (70 Bec.%, 74 mr, 0,30 Mmous), a 3atem 2M
metwiamuHoM (1,4 mi) ¢ mosydenueM 1-(3-tper-OyTtmi-1-mernn-1H-mmpazon-5-nn)-3-(5-(8-muxnonentun-2-
(MeTHIaMuHO)-7-0kco-7,8-murnaponupuno|2,3-dmupumuans-6-mi)-2-¢pTop-4-Me T eHm)MoueBUHEL (85 Mr,
BBIX0H 58%).

'H SIMP (400 MI'u, IMCO-dg, 0CHOBHOI u3zomep): 6 9,00 (c, 1H), 8,86 (m, J=2,0 I'u, 1H), 8,71 (ymup.c,
1H), 8,04 (m, J=8, 8 I'y, 1H), 7,90 (xB, J=4,4 I'n, 1H), 7,75 (¢, 1H), 7,26 (n, J=12,4 I', 1H), 6,17 (c, 1H), 6,06
(ymup.m, 1H), 3,71 (¢, 3H), 3,01 (n, J=4,4 I'u, 3H), 2,42 (ymmup.c, 2H), 2,18 (¢, 3H), 2,07 (ymmup.c, 2H), 1,90
(yumap.c, 2H), 1,72 (ymmp.c, 2H), 1,29 (¢, 9H);

MC (ESI) m/z: 547,2 (M+H").

[IpuBeneHHbIC HIKE TPUMEPHI TIOTYYEHBI CIIOCOOAMHM, ONMMMCAHHBIMK B cXemax 1-12, o0mux crmocobax A-
G, NpUBEICHHBIX BBIIIE IPUMEpPaX, U criocodamu, onrcaHubiMu B WO 2006/071940.

1= (3-rper-6yrun-1-~merun- 1H-nupazon-5-un) 3- (2-prop=-5-(1-
HU3ONPOMMII~T7 = (METUINAMUHO} —2-0KC0o-1, 2~aUuTuapo-1, 6~Ha¢THpUOu 4~ 3-
nn) -4-metundeHnN ) MOUYEBIHA,

1~ (1= (2= (AMMe THJIAMMHO) 3THA ) —5-M3conponmun-LtH-Orpa=son-3~uu) —
3-{Z-drop~4-MeTun-5- (8-MeTUN-2 - {MeTHIaMMHO) - T-oxCo-T7, 8-
oMruapenuprao (2, 3-d] nnpuMuare-6-1n} eHun ) MoueBMHA,

1-(2-Tper-Syrunorcason-5-un) -3- (2-¢pTop-4-MeTun-5- (§-verun-
2- (MeTHNaMKHEO) - 7-0orCco-7, 8-aurunponupune [ 2, 3-d) nupnMuAMH- 6~

U} beHUI) MOYeBUHA,
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1= (Z-TpeT-OyTUnokcason-5-un) -3- (4-xnop-Z-drop-5- {8 -MeTHN-
2- (MeTUIaMnHo) —7-okco-7, B—ourugponupuno [ 2, 3—d] nupumMmiH-6-
1) beHus1) MoueB1MHA,

1-(2-TpeT-6yTHACKcaz0a~5—un) =3~ (5= (8-3THNn-2- {METHUIAMWUHO) -
7=-orco=7, B-auruoponuprne [2, 3-d} nupUuMHMOMH~-6-11R) — 2~
bropdeHn ) MOYEEBIHA,

1~ {5~rper=0yTua=4~MeTUNM30KCABON-3~un) -3- {5~ {B-zTKN-2~
(MeTHRaMuKEC) - 7-okco~7, §—gurngponupupo [ 2, 3-d] nupuMuorH-6-m1n} -2~
brop-4-meTunaderun) ModeBMHA,

1-(euunrnoe[2.2.1]rent-5-eu-2-un}-3-{2-prop-4-mMeTun-5-(5-
MeTHm-2— {MeTUNAaMUHG ) -7 -oKkCco~T, B-gurngponupuno [ 2, 3-d] nupuMAaMH-
6-un) teHMI) MOYe BMHA,

1- (Brnunkro(2.2. 1] renTtad=2-un} -3- (2-¢prop-4-MeTHi-5- (8-
MeTHM=2= (MeTUJIaMMHC ) - 7-okco=7, 8~gurnoponupuno (2, 3~d] nupuMannua-
E-1J1) beHUN) MOUeBHHaA,

1-{Z-drop-4-MeTHn~5- {B-meTun-2- (MeTunaMuHo) —7-oxco-7, -
onruoponupnpoo [2, 3—dlnupuMuani—6—mi) eHu) —-3-M20NpOnUIMOUE BUHE,

(R})-1-(Z-dprop-4-MeTua-5— (§-MeTHI-Z— (METHMIIAMUHO} = T-OKCZO—
T, 8—auruaponupnps [2, 3-d] nupuMnIMH—-6-un} germnn) -3- (1-
teHMI3THUN) MOYEBMHA,

1-{Z=prop=4=-meTna~5- (8-MeTHN=2= (METHUIAMHUHO} ~T-0KCO-T , 8-
aurmMaponupuao[ 2, 3-d] nupmquons—6-un) derum) -3- (1- (mupuouH-3 -

W} 3THI ) MOYeBHHA,
1-{2-¢rop-5-{1-(2-TUAPORCUBTHUN) -7~ (M PUIAMUHO) ~2-0OKCD~]1, 2~
ourunpo-1, 6~HadpTUpMAUH—3=1N} -4 -MeTundeHN) = 3-U2ONPOOMIIMOY-2BUHEL,

1-{5={8~sTun-2- (MeTunamMrro) -7-okco-7, B-aurunponupunc (2, 3-
d]nupuMuOns=-6-ui) —2-propdeHnr.) =3- (5~ (rpud¢TopMe THI) NMPUONH -3 -
ML) MOUEeBHHA,

i1-(2-¢pTop-5-(8-mernn-2- {MeTlaMUHO)} —T-orCcOo=T7, 8=
murugponupuno (2, 3-d) nupuMiu DME-6-ui1) peHmnn) -3~ (Z2-bTop-5-
{TpugTOopMeTHA ) derl) MOYEBMHA,

1-(2=-pTOop=-5- (8~ (2-IMOPOKCHUBTUN) =2~ (M TUAAMUHO ) = T~0KCDI=T, 8~
ourngponnpuno [ 2, 3—-d] nupuMu My —6-ui) peHun) =3- (2-dTop-5-
(TondTopMeTn) deHuI) MOUYSBIHA ,

1-{d-xnop-2-¢Top-5- (B-MeTHn~2 - (METHNAMHUEO) «~0oKrCO~T, 8~

ournnponupnoo [2, 3-d] nupuMuouy—6-uan) eHua) -3~
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UMKJIOTeKCHMIMOUSBUHE,
1-uurnorexkcun-3- (2, 4-oudprop=5- (B-MeTUI-2 - (METHIIAMHHEO) =7~
okco=7, §-aurnnponupuno [ 2, 3-d] nupruMuanH=-6-1) beHMT) MOUEBKMHE,

I-{4-umnaso-2-pTop=5-{8-MeTun-2- (MeTMIaMMHO) - T-0kcO-7, 8-
ourupgponupnno (2, 3-d] nupuMmupgrH—6~m1n) pedun) -3~
LHMENOTeKCUIMOYUE BUHAE,

l1-UMKICTekRCHI=3= (5— {8-51UN-2- {MeTUNaMHMHC) ~7-0Kco-7, 8-
ourrnoponupnao {2, 3=-d] nupumuonya-6-mi} -2 -dTopdeHnn) MoYeBUHA,

l-uuraorekcua-3- (2-dprop-4-mermn-5- (B-MeTHN -2 - (MeTHRAMMHO) —
7-oxco-7, 3-gurugponmpniac [ 2, 3=d] nupuMruauE—6-1i) besuni) MoueB 4Ha,

l1-uuknorexcun-3-{2-prop-5- (8- (2-IrMApOKCHBTHI) -2 -
{(MeTHUITaMMHO) —7-okco—7, B—auruaponupuio [2, 3-d ] TUpUMMONH- 6—
KT} QeHUI) MOUEBIMHA ,

1-(2-¢prop-4-mMerun—-5=-(§-MeTiN~2~ (MeTHIAMUHO) —T—OKCO-7, 8=
ouruoponupunc 2, 3-dlnupuMuiuH=6=mun) dedun} -3- ( (1R, 2R) -2-
METHALMKAOTECKMUI) MOUSBUHA,

1-(2-prop-d-MeTun-5- (8-merun—-2- (MaTHMAaMMHO} —T-okCcO=T7, 8=
oMrHapenupruac [2, 3-d] nupuMMMEMH—6-1n) dennn} -3-( (13, 25)-2-
METHIALWUKIOTSCKHU) MOYSBAHA H

1-{2-dTrop-d-MeTuN-5- {J-mMeTun—2- (MeTHIaMMHGC) =7T-orco-7, 8-
ouruaponupraoc[2, 3-d ] oDMpUMKMENH~6-1J1) deHun) -3-((1r,4dr) -4~
METHILMKIOTEKCKI ) MOYeBHHA .

NpuBeOeHHHE HKEES [IPHMEpH MONYHYeHe C¢nocofaMmu, ONMCAHHBIMU B
cxemax 1-12, ofmux cnocofax A-G, NpPMBEOEHHHEX BHIIE OpUMMepax, M
cnocobaMM, onMcaHHemMu B8 WO 2006/071940.

1-(4-Tper-6yTuntnodpen-2-un) -3~ (2-prop-4-mMeTnn-5- (1-M2THA-
7-{mMeTmnaMmHo) -2-okco-1, 2-onrunpo-1, 6-nadrupnons-3-
M} eHM ) MOYeEBMHA,

1-({d-rper-Byrun-3-MeTuntuoded-2-un} -3- {2-prop=-4-meTmn—-5-
{1-meTun-7- (MeTriamMmHo) ~2-okco-1, 2-murnnpo-1, 6-HabTupugmua-3-
M} deHUA) MOUEBHHA ,

1-{4-TpeT~ByTun~3-uuxnormobed-2-un) -3-(2-prop-4-meTun-5-
(l-meTun-7- (METUIAMHUHO) ~2=0oKco~1, 2-gurnigpo—-1, 6-vabTupuamn—3-
M} PeHMI ) MOYEeBHHA,

1-{4-rper-GyTua-3-propruodpen—2-un) 3= (2-prop-4-MeTun-5-{i-

MEeTHUI=7= (MeTUJIAMUHO) ~2~0KCco~1, 2=ouTnapo-1, 6-HabTupuma-3-
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ni) benrn) MoueB1HA,
1-{4-rper-OyTUn=~3-MeTHaATHOPMEeH=-2~1iT} =3= (Z2-pTop-5—-(1-(Z-
THAPOKCUITKI) —7— (MeTunaMuHo) ~Z-orco~1, Z-gurngpo-1, o—HadTUPUIMH-
3-un) ~d-MeTUIPSHUI ) MOUEeBHHA,
1-{1l-TpeT-6yTuUn-2~-MeTun-1H-nuppon~3~un) ~3~ (2-¢rop-4-MeTnn-
S5-({1-meTun-7- (MeTHAaMUHO) -Z2-0oKrco~-1, 2-guruapo-1, 6-HadTUpUIMH- 3~
ua) GeHMN) MOYEBMHA,
1-{l-TpeT=-ByTun-2-merun-lH-nuppon=-3-un) -3~ (4-xnop-2-dprop~-
5-(1-meTun~7- {MeTunammtc) ~2«okco-1, 2-gurugpo-1, 6—HadTUpUIMH~ 3~
unt deHnn) ModeBKHA,
1-{l-TpeT-6yTun-2-MeTun-1H-nuppon-3-wun) -3- (2, 4—oudpTop-5-
(1-MeTra-7- (METHUNaMHHO} ~2-0xco—-1, 2-ouruOopo-1, 6~HadTUPHUOUMH- 3—
M) PeHKMI) MOYEBHHA,
1-{l-7per—BGyrun-2-MmeTmi-1H-nuppon-3-wi) -3~ (5- (1-3THn-7-
(METUIAMMHG ) =Z2=-0KCo-1, 2=-guDulpo—1, 6—HadTMPMOUH~3-UI} ~2-dpTop=d~
MeTHIOEHWIT) MOYEBMHA ,
1-(1-Tper-ByTun-2-MeTun-1H-nuppon-3-un) -3~ (5-{1-mTHn-7-
{MeTMHaMmMHC) -2—okco=-1, 2-guruapo~1, é-Hadrupunonda-3-un) -2-
PropdeHnT) MOUYEBNEA,
1-(l-mper-Gyrun-1H-nuppon-3-un) -3- (2-¢rop-4—-mMeTHa-5-(1-
MeTHII- 7 - (METHNaMHHO) —2~-0KCo-1, 2=-nauMruapo-1, 6—HadTvpuaomH—3-
M) peHnn) ModeBUHA,
1-(1-Tper-Byrun~4-xznop-1lH-nuppon-3-un) -3- (2-drop-4-MeTHi~
5= {l-meTnn-7- (MeTUIaMUHC) ~2-0KCO=1, Z-nMruopo-1, 6~HadTHUPHMOHH~3—
Wi} QeHWT) MOYEeBHHA,

1- {4-rper-ByTun—-l-MeTun-1lH-nuppon-2-un) -3- (2-dprop-4-MeTun-
5-({1-MeTun-7- (MeTHRaAMMHGC) ~2=-0kco~]1, Z-gurngpo-1, 6~HapTUpHOMH~ 3~
un}dbeHu) ModeBHMRA,

1-{4-rper-Byrun-1l-meTun~1H-nuppon-2-ua) -3-{5- (1-sTun-7-
(MeTHIaMuHo} =2=-0okco-1, 2=-gurnapo~1, 6-HadpTrpuguH=-3-1a) -2 -
droplennn) MOYeBMHA,

1-{d-rper-6yrnn-3-xnop-1-mMeTnn- l1H-nuppon-2-un) -3- (2-prop-
4-MeTun=-5=-( l=-MeTnn-7- (MeTHMNaMUHo} —2-okco-1, 2Z-gurunpo-1, 6—
HadTHpUOnH~3~un} deunn) mouseusa,

1= {3-rper-OyTHA-1-MeTHUA-1H-NUpascn-5-ua) ~3- (2-prop-5-(1-

M3O0Nponun-7—- {MeTHIaMuHo ) —2-ckco-1, 2-guruopo-1, 6-nadrrpuaonu-3-
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un) —4-MeruadeHn) MOde BUMHAa,
1-(2-TperT-6yTHackcazon—5-un) -3« (2-prop-4-MeTHN-5- (l-meTUI-

7-{meTunamuuo) -2-okco-1, 2-guruapoe=~1, 6-HadTUPHMOMH—-3—

UR) peHMI) MOYe BHHA,

1- {2-Tper=-6yTuacrcazon=5-un) -3- (4-znop-2-dTtop-5- {l-M=THN~
7- {MeTHnaMmHo ) -2-okco-1, 2-auruapo-1, 6~HadTupMOouH-3-
MA) eHMN) MOdeBHHA,

1-{2-TpeT-0yTHUNCKCA3Ca=5~uN) =3~ (5— (1-3Tua-7- (METUNaAMAHO ) —
2-okco-1, 2-guruapo-1, 6~HadTUPHIAMH-3-un) —~2-bTopdeHKI) MOYEBAHA,

1-(2-TpeT-ByTHnckcazoa—-5=-un) -3- (2=-grop-5-{1-(2-
rMOpPOKCHU3THI) —7~ (MeTHnaMuHo ) - 2-okco-1, 2-ournipo—-1, 6-HaAQTH OMOANH~
3=un) =4 -MeTundeHKnI) MOUeBMHA ,

1-(2-rpeT-B8yTHUNIoKCa30A-5-Mn} -3- (4-xnop=-2-dpTop-5-(1-(2-
TMOPOKCHETHI) =7 = (METUMNAMUHGC ) ~2—0kco-1, 2-anruapo-1, 6-HaQTUOMANMH-
3-un} deHUn) MoUeBMHA,

1- (5-TpeT-OyTHIM3OKRCA30N-3-1n) -3~ {(2-¢pTop-5-{1-{2-
TUIPCRCUDTHII) =7 - (MeTunaMuuo) —2—-okco-1, 2=-gnrnapo-1, 6—HAQTHOUMIUH~
3-un) —4d-MeTHAPSeHMIT) MOYeBUHAE ,

1= (5-rpeT-GyTui-4-MeTunuzokcason-3-un) -3- {5~ (l-stun-7-
{MeTUNaMuHO} -2-okco-1, 2Z-guruapc-1, 6-HadTHpUOMH-3-ua) —2-dTop—4-
MeTHUNPeHMA ) MOYEBMHA,

I-{4=rper-Byruntypau-2-u) -2-{2-grop-4-mernn-5- ({ l-merun-"7-
{mMeTunaMuHo} -2-okco=1, Z=-aurunpo-1, 6-HadTUPUIUH~ 3~
un) beHnn) ModeBMHA ,

1-(4-rper-6yTUn-3-xnopdypas-2-un) -3- (2-pTop-4-MeTun—5%-(1-
MeTHA=T7= (MeTunamMuHo ] =2=crco~1, 2-ourunpo-1, 6-HadpTupHonuu-3-
un) PeHnN ) MO4e BUHE ,

1= (4=-rpeT-6yTun-3-dproepdypan—-2-un} -3- (2-prop-4-merun-5-{1-
MeTHA-T7 - (MeTHunaMuHc ) —2-ckco=-1, 2=-ouruopo-1, 6 ~HadpTupuomH-3-
un) deHnn ) MOdeBHHA,

1-td-rper-Byrun-3-metundypan~2-un) -3- (2-drop-5- {1~ (2~
IMOPOKCUBTHI) —7— (METHIAMUHG } —2—-0KCOo-1, 2~aurufpo-1, 6-HadTHoUOnH=
3=1a) d=MeTundeHns ) MOUSBMHA,

l=uuznonponui-3- {2-drop-4-MeTun-5- (1-Merun-7- (METUNZUHHO) ~
2-orkco=~1,2-murugpo-1, 6~HadTHpranH-3-1N) eHKUN )} MOUeBNHA,

1= (2=prop-d=-meTun~5- (l-MeTun-7- (MeTHAAMIHG) —2-orCco-1, 2~
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ournope—1, 6-HadpTupuaonsa-3-ui) deErn) ~3-H2ONPONUIMOYe BUHE,

{(R)-1-(2-dbTop-4-MeTun—-5- (l-MeTHA-7~ (M@THUIAMUHO) —2-0KCO—
1,2-guruapo-1, 6—HadrrpuaMH-3-UNI) deHun} -3- (1-PeHMNI3 THIT ) MOUSBUHA ,

1-(Z-dTOop-4-mMeTnn-5- {l-meTin—7- (METHRAMHHO} —2-COKCO~1, 2~
aMruaopo-1, 6—HadPUpUAMH-3-1n} dennn) -3- (1- {nupuave-3-—

WA DTUI) MCUEEMHA,

1-{5-{1-uMxACNeHTUN-7 - (MeTHUIaMHMHG} -2=okco~1, 2-aurugpo-1, 6—
HadTHouOKMH=3~un) -2-drop—4-MerTUndeHUs) ~ 3~M30NPONHUIMCUS BHHEL,

1-{2=dTop=-5-{1={ (3R)=3-TPUOPOKCHUMKAONEHTHN} — 7~
(MeTHAaMHMHO) —2-0KCe-1, 2-OMTUIpo-1, 6-HabTUPpHMOHMH~-3-H1a) -4 -
MeTHAGeHNN ) = 3-U30NPONUAMOUYSBMHEL,

1-({2-pTop—-4-MmeTnn-5-{l-MeTun-"7- (MeTunaMmHo} -2=-okco~1, 2~
aurrapo-1, 6-HadTUpUOMH-3=-1n) deBnn) ~3- (S5— {TpUPTOPME TUN ) NUPHIMH-
3-un)MouaBMHA,

1= (2~dTOop=-4-MeTun~5={l-pmMeTua~7- (MeTUNaMHUHCO) —2—0OKkco-1, 2—
anrugpc-1, 6-HadTMpuOnH-3-~un} perun) -3~ (4-mMeTrn—-5-
{TpudTCPMETHIT} TMPUIWMH- 3—MJ]) MOYEBWMHA ,

1-{2, 4-gudrop-5- (1-MeTmn-7- (MeTHNaMMHO) —2-oKkco~1, 2-
auruape-1, 6-HadTHpuand-3-ua} perni) —-3— (5- (TpUdTOPME TUI ) TMPUIIMH-
3-u1N) MoueBMHA,

1-{5-{1-37un-7- {(MeTHnaMMHo) -2-okco-1, 2Z-ouruopo~1, 6-
Ha@TUPUAMH= 3=} =2 ~bTopbedun) ~3= (5= {TpudTopMe T ) TMpUAONH=-3-

W) MOYEe BMHA ,

1-{2-prop-4-MeTun—-5-{1l-MeTnn—7- (MeTHNaMHHO} -2~0KCco-1, 2—
aurmppc—1, 6—HadpTrpuavH-3-mn} pernsa) ~3- (4-drop—-5-
{TpUbTOPMETHI ) TUPUIME=-3—HN) MOYSBUHA,

1= {4=-xnop=2=-pTop-5- (l1-MeTHn~7~ (MeTUIaMUHO) ~2-0KCcO—-1, 2~
ourunpo-1, 6-Hadprupuour-3-un) pernn) -3 (5- (rpudTOPME THUI ) NHPUAMH—
3-MA) MOYEEMHA,

1-{2-brop-5- (1-{2-IPUERPOKCHSTHA) =7~ {MeTUIaMUHO) —2-0oKCo~1, 2-
gunrmnppo-1, 6-HabrupnanE-3-un) pernr) —-3— (5- (rpudTOopPME THI) NHPUAMH=
3-MJI)MOYEeBHUHAE,

1~ (5= (7-aMuHo-1-MeTun-2-okco-1, 2-auruapo-1, é—nabruproud—3-
nn) -2-grop-4-merungeHmn} -3- (3-{rpudropmernn) denmnn) mouesuta,

1-(2-pTop-5-{1-{2-THOPCGKCUSTUN) =7 - {MeTHAaMMHO) —2—-0orco-1, 2-

ourunpo-1, 6—HadTUpUAMHE-3-1n) -4 -MeTundenun) -3— (3-
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(TpubTOopMeTHN) DEHUI ) MOUEBHHA,

1- (2=dpTop=-4-mMeTHn=5=~ (l-MeTnn=7= (METHAAMMHO) —2-0KCO—-1, 2~
ouruapo—-1, 6~HadTupHMOnB-3-un) deHmn) =3- (2~-pTop-5-
{TpHPTOoPMETHUR) PeHMNT) MOUESBKHA,

1-(2-¢Top=5-({1-{Z2=-TUOpOKCUZTM) -7~ (MeTUIlaMWEO) —2-orCco-1, 2-
aurunpc—1, 6~HadTHpunrH—-3-~un} 4 ~MeTunpesun) ~3- (2-dpTop-5-
{rpudTopMmeTyn) beHUN) MOUEBMHA,

1-(Z2=-fprop=-5-({1-{2~-TUOpoRcCUBTHUN) =7 - (METHAAMMHO ) ~Z2=-CKCO-1, 2~
ouruape—1, 6—HadpTupnona~-3-w1n) penun) -3- (2-dprop-5-
{rpudTopMeTHn) eHMI) MOYEBHHA,

1-{l1-Tper-ByTun-5~- (rugpokcuMernn) —1H-nupazon—4-un) -3- (4~
xnop=2-pTop-5- (l-MeTHi-7- (MeTHnaMuuo) -2-okco-1, Z-amurunpo-1, 6-
HadTHpUIOKu=-3-MN) GeHUN ) MOUSRBMHA,

1-{1-TpeT-6yTUn-5- (TuOpoRCHMMeTHA ) —~1H-nupasoa~4-un) ~3- {2~
prop-4-MeTUI-5= (1-MeTni~-7- (MeTHUIIaAMHHO) =2=-0KkCcOo=1, Z-aurunpoe-1, 6-
HagTupUIWE-3-un)} teHMn) MOCYEBHMHA,

1-({1-Tper-6yTun~5- (ruopoxrcuMe ) - 1H-nupason-4-um) -3- (2, 4-
ouprop-5-(1-MeTHUn-7- (METUNaMHHO)} =2-okco-1, 2=auruopo-1, 6-
HagTUpUOME-3«-un) beHnn) MoueBMHaA,

1-({1-1per-5yTun-5- (l-ruaporkcusTun) —lH-nupason-4-ua) - 3~ (4-
Xnop=2-drop-5-{1-MeTHA— - (M@TUIaMUHO ) —2—-0KCco—-1, 2Z-murunpo-1, 6-
HabTUpHUOHMH-3-1A) deHUT ) MOUEBHMHA,

1-{l-Tper-6yTun=-5- (l-ruapokcustun) -1H-nupazon—-4-un) -3-{2-
brop-4-Metvun-5-{l-merun-7- (MeTunamMKto) -2-okco-1, 2-ogurnuapo-1, 6~
HabTUupuarH=—~3-1) beHMA ) MOYSRMHA,

1-(l-rper-0yruna-5-(l-ruapokcustui) -1H-nupason-4-un) —3-
(2, 4-audprop~-5-{l~Merna~"7- (MeTHiaMMHO) -2-0rcC—1, 2-auruopo-1, 6-
HabrupuivH—3-ua) deHMN ) MOUSBUHE,

1-(1l-mper-Oyrua-5-o1un-ld-nupazon=-4-un) =3= (d-xnop-2-¢rop-
5-(l-MeTun-7- (MeTHAaMMHO) ~2-0kco-1, 2-auruapo-1, 6—HadTupuagmrH— 3=~
nn) peHMn) Mo4eBMHA ,

I-{1-rper-ByTun-5-srun-1H-nupazon-4~un} -3=- (2-drop-4-merna=
5={1l-MeTum=7— (METUIAMMHG) =2-okco—1, 2=guTuapce-1, 6-nadTupuny H=3-
un) eHun) Modue BMHA ,

1= ({1-mper=-6yTun=5=s31mnn~1H~-nupazon—4-mun} -3- (2, {-augTop-5-

{1-meTin-7— (MeTUNAMMHO} ~2-0kco—-1, 2-aguruapo-1, 6~HadTHUPpUOMH=- 3~
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MN) deHWI) MoYeBHHA,
1= {l=TpeT~0yPHia~5=-meTra~ 1H~qgupazon-4-un} -3-{(2-bTop-4-
MeTHI~5« {l-MeTHn-7- (MeTUIaMHHO} -2~-0kCo~1, Z-guTrngpo-1, 6-
HabTupuoue-3-11} peHun) MmouesMHa,
1-{l-Tper-Byrua-5-mMerua-1H-noupason-4-un} -3- (4-znop-2--drop—
5-{l-merun-7- {MeTunamMmuno)} ~2-orco~1, Z-guruapo-1, 6-HadTHpUIMH-3-
M) deHun) MOYeBHHA,
1-{1-TrpeT-ByTHin-5-meTun-1lH-nupason-4-mn) -3-(2, 4—oudTop-5-
(l-MeTnn-7- (MeTHNaMHHO} =2 ~okco=1, Z-nuruapoe-1, 6~HabTupuama-3-
W) deHWT) MOYeBHHA,
l-uurknorexcuna~3- (2-g¢rop—-4-MeTun-5- {l-mMeTnn-7- (MEeTUIEMMHO ) =
2-okco-1,2-0MrUOpo-1, 6—HaAGTUPUMIOMH-2-1i) beHUN ) MOYEeBUHE,
l-uurnorercun-3-{5- (l-atun-7- (MeTHINaMuLEo) ~2-0rCco-1, 2--
onrugpo-1, é=nadTupuanE=3-ua) - 2-grop-4-mMeTHIPeHMI) MOYEBHHA,
l1-nuxnorexkcun-3- (2-prop-5- (l-uzonponmun-7- (MeTUIaMMHO, —2—
okco-1, 2-purunpo-1, 6—HadTHUPUOHH=3~M1j1) =4 -Me TUNOEeHHN } MOYEBIHA,
l-uurnorexcun-2-{2-prop-5- (l-rwzonponmun-7- (M&THIaMMHO) —2—
okco-1, Z—ournipo-1, b-HaprMpuamnH-3-1n) deHn) ) MoueBHHAE,
l-uMrRorercHa-3-{5- (1-ouxnoneHTMA-7— (METHJIAMHHO ) -2 =0KC0—
1, 2-nuruppo-1, 6-Hadrupuaus-3-un) -2-dpropbeHnn) Mouesuta,
l-umrAorekcua—~3-{5-{1-sTun-"7~ (MeTUJAMUHO} =2—CKCO=1, 2~
aurmvopo-1, 6-radrTupuonH-3-un) -2-pTopbeHun ) MOYEBHES,
l-uurnorexkcua—-3—-{2-prop-5-(1-( (3R) - 3-IHOPOKRCHMUKKIICIEHTH) =
T={MeTUIaMUHO} ~2-0KCO-1, 2-nurunpo-1, 6—Hadrupuony=3-
W) deHns) MOUeBHHA,
1-nuriaorekcun=-3—(2-pTop-5-(1=-{ {3R) =3-THMOPOKCULUMKIICISHTHII) =
7- (MeTHMIAMUHO ) ~Z2—0Kco-1, 2-nurunpo~1, 6-HadTuouamu-3-un) —4-
MeTHADeHNT) MOYeBHHA,
l-unknorercun-3= (2-prop~-5-(1l-{l-rugporcunponad-2-~umu) - 7-
(MeTUNaMmMHO)} -2-okco=-1, 2=gurugpo-1, 6—~HadTUPHMIOMH-3—
ua)dbennn) MoueEMHa,
1= {d-xnop-2-dTop-5- (1-MeTun-T- (MeTHIaMUHC) —2~0KCcOo-1, 2 -
ourrapo—1, 6-nadpTupnara-3-un) penna) = 3-UMKICTEKCHJIMOYEBHHA,
I-uurnorekcuin-3- (2, d-oudrop-5- {l1-MeTnn-7- (METMIEAMUHO) -2 -
ckco-1, 2-aurnnpo-1, 6~HadTUPUIOMH-3-1a} deAnd) ModeBHUHA,

1-{d-unano-2-¢prop-5- (l-MeTna-7- (MeTHAAMUHO) -2-0kco-1, 2~
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nuruapo-1, 6~HadrupnouH=3-1ia) bpeHun) —3-UKKI0OTe KCHIMCYSBUHA ,

1-(2-prop-4-mMemna-5- (1-MeTua-7= (MeTHIIaMKHO) ~2—okco-1, 2-
nurmapo=-1, 6-HadTupuauH-3-mnn) benmn) -3-{ (1R, 2R} -2-
METUIUMKICTECKHN) MOUEBIHA ,

1= (2=dpTop-4-MeTun=-5-{l-MeTun-7- (MeTMIAMVHO) —2~0KkCo-1, 2=
ourunpe—1, 6-—HadrupuauH-3-mn) erHmn} -3-((15,25) ~2-
METHMITHMKICTeKCHI ) MOYe B HA,

1-{2-prop—4-meTnn-5- {1-MeTun—7- (METMJIAMKHO) ~2—0oKco~1, 2~
EMTUEpo-1, 6-HabrupuinyE-3-un) deHmnn) ~3- ({1R, 4R) -4~
MeTHALMKIOTEKCHN ) MOYe BHUHA,

1-{3-rpeT-0yTUAM3OKCaA30N-5-Mi) =3= (5= {l-umrmonedTun-"7 -
{MeTUAaMHUHO) -2-0okco-1, 2-puruopo-1, 6-HadTUpMOMH- 3-u1JE) -2-
dTopdeHMI) MOUSBKHE,

1= (3=UMEIONeHTUAUIOKCAZ0N=5=-11} = 3= (2-dTop-4—mMeTHn—5- {1~
MeTun=-7- (MeTunaMMHuo} -2-okco-1, 2-gurunpo-1, 6—HadTupnamrH—3—
un) deHun) MoUEeBHMHA,

1- (5~ {7-ammHo-1-3Tun-2-cKco—1, 2-auruapo-1, 6-HadpTupurn-3-
ua) —2-propdbermun) -3- (3-TpeT-O8y THIMIOKCA3OA~5-MI) MOUEBHMHA,

1-(5-{7-aMuuo-1-sTUn-2-orco-1, 2-oguruapo-1, 6~HadTUpunur-3-
ui) -2-prop-4d-meTundeHun) -3- {3-rpeT-OyTHBIBOKCASCA-5-
MA) MOUESEBWHA,

1-(3-Tper-ByTUanu3cKcazon-5-un) -3- (4=-xnop-2-prTop-5-(1--(2-
THMOPOKCUSTUN) -7 - {MeTUnaMKuto) ~2-okco=1, Z-aurnupo-1, 6-~Ha¢THPUOMH—
3-Mn) peHMIT) MOUeBUHA,

1= (3-Tper-ByTUAM30KCAB0A-5~un) - 3= (2-drop—-5-(1-{Z-
TMOPOKCUDTIN) —7— (MeTuiaMuuo ) ~2-okco-1, 2-guruppoe-1, 6-HadTupUoUH-
3-pun) —4-Me TIPS HUI} MOYeBKMHA,

1-(2-¢prop-4-MeTri-5~{1l-MeTHa-7= (MeTHIAMKHO) ~2—-0OKCO-1, 2-
nuruapoe-1, §~HadTHUPUOUMH=3-K1N) peHu) - 3— (3-M30NpPOoNUIN30KCA3ON~5-
M} MOYeBMHA,

1-(3-TpeT-ByTUnU3oRCcaBONn=5-K1ix) =3~ (2-drop-5- (1-nsonponmn-7-
(MeTURAMMHO )Y =2-0oKco~1, 2-guruupo-1, 6~HadTupuorH-3-un) —4-
MeTHIDeHNUI ] MCYSBHHA,

1-{3-oper-ByrTunuzorcazon-5-un) -3- (Z-dpTop=-5-(1-(2-
THMOPCKCH3TIUL) — 7= (MeTHilaMUHo ) -2—okce-1, 2-auruapo-~1, 6—HapTHpPUOMH~

3-us) deHUA) MOYEBMHA,

-115-



026730

1-({5-{7-amuBo~-1l-MeTun-2-okco-1, 2-ourngpo~-1, 6—Hadrupnoun—3-
ni) =2-prop-4-Merrnpedun) - 3- (3-Tper-0yTUIKNEOKCca30on-5-
W) MOUEBIMHAE,

1- {3-UMKNONeHTHAMSEOKCABOA-5-1N) —3- (2~dTop~5—-(1-{2-
THOPOKCUZTHN) —7— {MeTunamMmuo) -2-orco—1, 2-guruagpo-1, 6-HadpTrpunmH-
3=un) -4 -mernndeHmi) MOUE BUHA ,

1- (3-TpeT-CYTHAMICKCA30IN-5=un) ~3- (2=¢pTop-5-(1-{2-
PHOPOKCUITHI) =7 - (MeTUnaMuHo) ~2-okcoe-1, 2-auruapo~1, 6-HadrTHpnoMH-
3-wmn) —4-MerTundbeHun) MOdeBKREA,

1-(3-Tper-CYyTHAMIOKCA3ON-5—ui) —3—- (2-dpTop~-5- (1~ {2-
MOAPORCUBTUN) =T~ (MeTUJIaMHHO )} ~2~0kco~1, 2-aurunpo-1, 6—HadTUpHOMH-
3-un} deHnn) MOUsBHHEA,

1= {3=Tper-ByTHAM3oKCcaA3ON-5=-1n} ~3- {2=-pTOop-5-(1-{ {3R)-3-
MORCKCULMRIIONEHTH) = 7= (MeTUramMrHo ) —2-okco-1, 2-guruopo-1, 6-
Haprnpuaomui=-3=-un) ~4d-MeTundeHUn ) MOYE BHHA,

1- {3~rper-GyTunuscrcazon-5-un}-3-(2-pTop~5-(1-{ (3R} - 3~
PHOPOKCULMKIONEHTHR) ~7 - (MeTUAaMHHe ) ~2-0okco=1, Z~auruaopo-1, 5-
HAPTUPUIMH=3-MN) QeHUIT} MOYSBHHAE,

1-{3-rper-6yTHN-4-MeTUAIN3OKCA3OA~2—NI) =3~ (2-QTOop~4-MeTHIT~
5- (l-MeTHa-7- {(MeTHnaMmMuco) -2-okco-1, 2-nuruaopo-1, 6~HadTnpriamH—3-
WUA) PeHHUT} MOYEBHMHA ,

1-{3~rper-Byrun-4-xnopuzorcaszcn-5-un) -2~ (2-prop-4-metnn-5-
{l-meTnn-7- (MeTunaMmuHo) ~2=-orco-1, 2-ourunpo-1, 6-HadTHpUANH- 3~
W) deHMIT) MOYEBKHE,

1- {3-tper-Gyrrn-4-dpropuzokcazon-5-un) -3-{2-prop-4-me ui-5-
{(l-meTun~7- {MeTunammto) -2-okco-1, 2-gurugpo-1, 6-dadTuprong-3-
U} deHMa) MOYe BUBE,

1-(3-TrpeT-0yTHa-4-MeTHNKBOKCA3ON-5-un) -3~ (2-dbTop-5-(1-{2-
MAopokCUaTII) =7 - {MeTHIIaMuHo } —2-okco-1, 2-anrunpo-1, 6~HadTHpHUGUH~
3=un) ~d-mecundbesnn) Mouaebuia,

1-(3=rper-0yTHaA~4-—XNopU30KCaZOA-5~un) - 3= (Z-gTop-5-{1- (2-
THODCOKCHUZTHN} = 7= {METUIAMHHC ) =2~0oKkco~]1, 2-Ourunpo-1, 6-HadTupuoMH-—
3-ua) d-meTHIPeHMT) MOUSBMHAE,

1= (3~rpeT-OyTUI~4-PTopusoKca3on-5-un} —3- {2-drop-5- (1~ (2~
DUAPOKCHS TUI} — 7 - {MeTUlaMrHe ) —2—-okco-1, 2-gurunpo-1, 6-HabTupuonH-

3-un)-4-MerTundeHMN ) MGYSBKHA ,
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1= (5-Tper-OyTun-1, 3, d-TrHagnazon-2-un} —-3- (d-xnop-2-prop-5-
{l-meTnn-7- (MerTuaaMuHic) —-2-okco-1, 2-ouruapoe=1, 6~HahpTUPHMOUH-3=
W) eHMI) MoUueBUHEA,
1-(5-TpeT-ByTun-1, 3, d-rrHagMazson-2-un) =3- (5= (1-amun-7-
(MeTuNaMyHo )} -2-0oKkco=-1, 2-aurugpo-1, 6—HadrupuamH~3=-un) -2 -
dropdbeHnn) ModeBUHA,
1-(S-rper-0OyTun~1, 3, d-ruaguazon-2-un) -3- (2-prop-5~ (1~ 12~
TUOPOKCHMITUN) =7~ {MeTHRaAMUHO) - 2-Grco~1, 2-auruapo-1, 6-HadTHU oOMOMH-
3-ua) deHns) MOUSBUEA,
1-(5-Tper-ByTin-1, 3, d-—TnamMason—-2-un)~3- (2-drop-5-(1-i2~
'MOPOKCHITHA) -7~ (MeTMNaMUEC} =2-0Kco-1, 2~aurungpe—1, 6—HabTHPUIMH-
3-un)—~4-MeTHIPEHWI) MOUSEKHA,
1-{5-rper-6yTin-1, 3, 4—ruananason-2-wmun)-3- (2, 4—mmudpTop~3- {1~
(Z2=-THMAPOKCHUDITHN) ~7— (M@ThniaMmuo ) —2-okco-1, 2-ouruapo~1, 6=
HadTUPHMOMHE - 3-1I) deHus) MoueBUHaA,
1-{l=-mper-Byrua-S~merun-lH-uMmmunason-4-un) -3~ {Z-pTop-4-
MeTHI-5- { I-MeTuna-"7~ (MeTunarmmHuo) —2~okco-1, 2-anrungpo-1, 6-
HapTupnone-3-ui) feHwil) MoyeBMHaE,
1-(1-rpeT-ByTUn-5-xnop-lH-uMupazon-4-mun) -3- (2-pTop-4--
MeTHI-5- (1-mMeTnn—7- (MeTUIaMHHO ) =2=-okCo=-1, Z-gnrngpo-1, 6-
HadruprOMeE-3-mi} eHMIT) MOUSBMHE ,
1-(l=-rper=-0yrua-S-¢rop-lH-nmupason~4-un) -3- (2-prop-4-
Merma—5- (1-MeTun-7- (MeTuagaMMHO) —2~orco-1, 2-ournapo-1, 6-
HadTUpUIMH-3-1Nn} GeHMN ) MOUEeBMHA,
l-{l-Tper-6yTHn-5-MaTmi-1H-uMugazon—4-umn) -3- (5~ (l-sTnn-7-
{MEeTUNaMUEG) ~2=-0KCG~1, 2-auruapo~1, 6-HadTUpMaIMH—3-un) —2-drop-4-
MeTHAGSHNIT ) MOYEBMHAE,
1-{i-rper-ByTun-S~uerun-lH-uMmnuazson-4-mun) -3=-(5- (l=aTmn~-7-
{MeTHIaMMHE) =2-0KCco~1, 2-guruapo-1, 6—HadTHPUIMH-3~ua) -2~
dropperHnn)MoyeBuHa M
1-({1-rpeT-SyTUn~5-MeTHia- lH-mMmunason—-4-un) -=3- (Z-prop-S-(1-
(2-ruaporcuaTra) - 7- (MeTunaMMHo ) ~2-okco-1, Z~gurngpo-1, 6-

HaPTUPMIOKH-3-1n) deHun ) MOYeBUHA .

Tecr ¢ B-Raf (V600E) xuna3zoii. AktuBHocts B-Raf (V600E) kunassr onpenensm no odpaszosanuto AJ[D
B pe3yJbTaTe PEeaKIMK CBI3BIBAHMS C CUCTEMOI NMUpyBaT KMHA3a/NakTaTAeruaporenasa (Hanpumep, Schindler, et
al. Science (2000) 289, 1938-1S42). B aToM TecTe MeTOAaMH CIIEKTPOPOTOMETPHUN HENPEPHIBHO KOHTPOJIUPOBA-
mu oxucienne NADH (1 Takum o6pazom ymenblienue koaddummenta Asqgy,,). Peakimonnyto cmecs (100 mki),
coneprkanryto B-Raf (V600E) kxunazy (HomuHanmbHast koHueHTpauus 2,1 HM), nedochoprinmpoBaHHYIO MOTHO-
pasmepuyto kuHazy MEK1 (45 iM), MgCl, (13 MM), nupyBaTtkuHnasy (3,5 en.), makrataeruaporenasy (5,5 en.),
tdochoenommupysar (1 MM) u NADH (0,28 MM), B 60 MM Oydepe Tris, cogepxamiem 0,13% OKTHITIIOKO3UA 1
JIMCO B xonnentpanuu 3,5% npu pH 7,5. Tectupyemblie coeanHeHUsI HHKYOHPOBAJIM C PEAKHHOHHOW CMECHIO
npu 30°C B Teuenue 2 win 4 4. Peakiuio nanmmupoBany myrem pobasnenns ATO (0,2 MM, koHe4Has! KOHIIEH-
tpanms). B Teuenne 3 4 npu 30°C Ha ruranmerHoM puaepe Polarstar Optima (BMG) HenpepbIBHO M3Mepsui
cBeromnoryomenre Ha BoiHe 340 HM. CKOpPOCTh peakiiu PacCUMTHIBAIIN, UCTIONB3YSl BPEMEHHOW MHTEPBAT OT
1,5 1o 2,5 4. IarubupoBanvie B MPOICHTAX TOJyYaIH ITyTEM CPABHEHHS CKOPOCTH PEAKIIUH C COOTBETCTBYIO-
MM KOHTPOJIEM (TO €CTh 0e3 TecTupyemMoro coeannenus). Bemmunael [Csy paccyuTaHbl 10 3HAYCHHUSM TPOIICH-
TOB MHTHOMPOBAHUSI, OMPENCICHHBIX B AUMA30HE KOHIEHTPALMH HHIMOUTOPA, C UCIIOIb30BaHUEM CTaHIAPTHBIX
IporpamMM, BKJIIOYEHHBIX B rakeT nporpamM GraphPad Prism.
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[MocnenoBarensHocTs Oenka B-Raf (VO600E), ncrons30BaHHOTO AJ1s1 CKPHHUHTA.
EDRNRMKTLGRRDSSDDWEIPDGQITVGORIGSGSFGTVYKGKWHGDVAVKMLNVTAPTPQOL

QAFENEVGVLRKTRHVNILLEMGYSTKPQLAIVTQWCEGSSLYHHLHIIETKFEMIKLIDIAR
GTAQGMDYLHAKS T IHRDLKSNN [FLHEDLTVK IGDFGLATEKSRWSGSHQBQLSGS TLWMAP
EVIRMODKNEYSFQSDVYAFGIVLYELMTGOLPYSNINNRDGI I FMVGRGY LS PDLSKVRSNC
PKAMEKRLMAECLKKKRDERPLFPQILASIELLARSLPKIHR (SEQ.ID NO.1)
[MocnemoBarensHOCTH Oenka MEK 1, Hcmons30BaHHOTO Tl CKPUHUHTA
MELKDDDFEKISELGAGNGGVVFRVSHEKPSGLVMARKLIHLEIKPATIRNQIIRELQVIHECHS
PYIVGEYGAFYSDGEISICMEHMDGGSLDQVLKKAGRIPAKRE ., ILGKVSIAVIKGLTYLREKH
EIMHRDVKPSNILVNSRGEIKLCDEFGVSGOLIDSMANSFVGTREYMSPERLOGTHYSVQSDIW
SMGLSLVEMAVGRYPIPPPDAKELELMFGCQVEGDAAETPPRPRTPGRPLSSYGMDSF PPMAT
FELLDYIVNEPPPKLPSGVFSLEFQDFVNKCLIKNFAERADLKQLMVHAFIKRSDAEEVDEFAG

WLCSTIGLNQPSTPTHAAGY (SEQ.ID NO.2)

Tect ¢ xunazori C-Raf. AxtuBHOCTh KuHa3bl C-Raf onpeaensm mo obpazoBanuio AJI® B pesynbsrarte pe-
aKIMM CBSI3BIBAHUS C CHUCTEMOM NMUpYyBaT KHHA3a/JIakTaTaeruaporeHasa (Hampumep, Schindler, et al. Science
(2000) 289, 1938-1942). B aToM Tecte MeToiaMK CIIEKTPO(OTOMETPUH HENMPEPHIBHO KOHTPOIUPOBAIN OKHCIIE-
aue NADH (u, Takum o0pa3oM, yMeHbIIeHHe KodhummenTa Asqoy). Peakmuonnyio cmech (100 mMki), comep-
karryto C-Raf kuHa3y (HomuHanmbHas koHneHntpamus 0,28 HM, komMepdeckn aoctymHas u3 Upstate N14-357),
nedochoprupoBanHyto noiHopasMepHyo kuaazy MEK1 (27 uM), MgCl, (13 MM), nupyBaTtkuHa3zy (3,5 emn.),
nmakrataeruaporenasy (5,5 en.), pochoenommupysar (1 MM) u NADH (0,28 mM), B 60 MM Oydepe Tris, co-
nepxamem 0,13% oxtunrmiokozux 1 IMCO B konuentparun 3,5% mnpu pH 7,5. Tectupyembie coennHeHHS
WHKYOHMPOBAN ¢ peakinoHHON cMechio mpu 30°C B Teuenne 2 wim 4 4. Peakiiuio HHAIMUPOBAIH IyTeM J00aB-
nenust AT® (0,2 MM, xoHeuHast koHUEeHTpanys). B tedenne 3 4 npu 30°C Ha muranmerHoM puzaepe Polarstar
Optima (BMG) HenpepbIBHO U3MEPsUTH cBeTomoromenne Ha BoiaHe 340 HM. CKOPOCTh peaKIny PacCunTHIBAIIH,
UCTIONB3Ysl BpeMeHHOH uHTepBat oT 1,0 1o 2,0 4. MHrubupoBaHue B NpoLeHTaX MOIyYald IIyTEM CPaBHEHHS
CKOPOCTH PEaKLUH C COOTBETCTBYIOIIUM KOHTpOJIEM (TO ecTh 0e3 TecTupyeMoro coequnenus). Bemmunnsr 1Cs
paccuMTaHbI 110 3HAYCHUSM HPOLIEHTOB MHIMOMPOBAHMS, ONPEAETICHHbBIX B INUIa30He KOHIIEHTPAUU UHI'HOUTO-
pa, C NCTIOJIb30BaHUEM CTaHJIAPTHBIX TPOTPaMM, BKIIOUEHHBIX B makeT rmporpamm GraphPad Prism.

B nemom, packpbiThie Bhlne coenuHeHus 1-325 noxasbiBaroT >50% MHIHOUTOPHYIO aKTHBHOCTH IPH KOH-
nentparmu 0,2-2 MkM B otHomennn V600OE BRaf n CRaf knHa3 npu ncrons30BaHNM yKa3aHHBIX YCIOBHH aHa-
nm3a.

Kynptypsr kierok. Knetkn A-375 Ovimm momydensl w3 American Type Culture Collection (Rockville,
MD). Bkparre, kietkn BoipamuBaini Ha cpeae Dulbecco's Modified Eagle Medium ¢ no6asienuem 4,5 /1 rio-
K03bl, 6 MM L-rmotamuna u 10% ceptudurmpoBanHoi ¢etansHON Obrueii ceiBopoTku ot (Invitrogen, Carlsbad,
CA) npu 37°C, 5% CO,, 95% Bnaxuoctu. Knetku BoIpamuBany 10 gocTmkerus 80% OT MaKCUMAaIbHOM IIOT-
HOCTH, B 3TOH TOUKE UX MO0 CyOKYJIbTUBHPOBAIIH, JINOO COOUPAITH )T UCTIONB30BaHUS B TECTE.

Tect Ha nponudepamnmio knetok. I[locnenoBarensHO pa3BeAEHHOE TECTUPYEMOE COEANHEHHE HAHECIN Ha
96-1yHOUHBIC YepHBIE IUIAHIIETH ¢ npo3paunbM axumieM (Corning, Corning, NY) . 3ateM B KaXKAyro JYHKY
JO0aBISIM 1O TATH ThICSY KiIeToK (A375) B cpene ans pocta. [InaHmersl HHKyOUpoBaiau B TedeHHe 72 4 Ipu
37°C, 5% CO,, 95% Bnaxnoctu. B koHnme nHKyOuMpoBaHuMs B Kaxayio nyHKy nobasmsumm Cell Titer Blue
(Promega, Madison, WI) u mianmetsr nakyouposanu eme 4,5 1 mpu 37°C, 5% CO,, 95% BuaxkHocTH. 3ateM
TUTAHIIETHl aHAIM3UPOBAIM Ha cuMThIBatomeM ycrpoiictBe BMG F'luostar Optima (BMI', Durham, NC), wuc-
nob3ys Bo30yxaeHue npu 544 HM u smuccuro npu 612 HM. /laHHBIe aHAIM3UPOBAJIN C UCIIOIB30BAaHHEM IIPO-
rpammHoro obecrniedenust Prism ot (Graphpad, San Diego, CA), B pe3ynbrare nonyunin 3HadeHust 1Cs.

B o6mem, packpeiTbie Bbie coequHeHns 1-325 mpoxemoHcTpuposaiu >50% nHruOuposanue nposude-
pauu npu koHueHTpauu 1-10 MkM B oTHomeHUN K1eTok A375 B ONMMCaHHBIX YCIOBUSAX aHANIN3A.

Bce ynmoMsiHyThI€ CCBUIKH HOJHOCTBIO BKIIFOUECHBI B HACTOSIIEE ONUCAHUE.
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IIepedenp nocneaoBaTeabHOCTEN

<110> TEPEYEHb TIOCJEOOBATENEHOCTER
OEUMOEPA OAPMACLIOTMKANC, JNC
$mnn, LahMen 1,
fMerunno, NOurep A
Kaydpman, Maitkn [
Narr, Yuneam €

<120> MWHIMEWTOPEl KMHAZ, MNONESHHE [JI5T JIEYEHMUS
MPOIMSEPATHBHEEIX 3ABONERAHMA

<130> 38514-PCT

<140> PCTUS0778408

<141> 2007-0%8-13

<150> US 60/844,552

<151> 2006-09-14

<160> 2

<170> TlaTeHT B BEepcum 3.3

<210> 1

<211> 294

<212> PRT

<213> Homo sapiens

<220>
<221> MISC_FEATURE
<223> B-Raf(V600E)

<400> 1

Glu Asp Arg Asn Arg Met
1 E

Asp

Trp

Gly

Ala Val
50

Ala
63

Thr

Glu

Leu
145

Gly

Gln

Ser
225

Tyr

Phe

Leu

Gln

Thr

Gln

130

Asp

Phe

Arg

Phe

210

Asn

Leu

Leu

Pro
290

<210>
<211>
<21z>
<213>

Glu Ile Pro Asp
20

Ser Phe Gly Thr
35

Lys Met Leu Asn

Lys Asn Glu Val
70

Leu Phe Met Gly

85

Trp Cys Glu Gly
100

Lys Phe Glu Met
115

Gly Met Asp Tyr

Ser Asn Asn Ile
150

Phe Gly Leu Ala
165

Glu Gln Leu Ser
180

Met Gln Asp Lys
195

Gly Ile Val Leu

Ile Asn Asn Arg
230

Ser Pro Asp Leu
245

Arg Leu Met Ala
260

Phe Prec Gln Ile
275

Lys Ile His Arg

2

333

PRT

Homo sapiens

Lys

Gly

val

Val

55

Tyr

Ser

Ile

Leu

135

Thr

Gly

Asn

Tyr

215

Asp

Ser

Glu

Leu

Thr Leu

Gln Ile
25

Tyr Lys
40

Thr Ala

Val Leu

Ser Thr

Ser Leu
105

Lys Leu
120

His Ala

Leu His

Glu Lys

Ser Ile
185

Pro Tyr
200

Glu Leu

Gln Ile

Lys Val

Cys Leu

265

Ala Ser
280

Gly Arg
10

Thr Val
Gly Lys
Pro Thr

Arg Lys
75

Lys Pro
2

90

Tyr His

Ile Asp

Lys Ser

Glu Asp
155

Ser Arg
170

Leu Trp
Ser Phe
Met Thr
Ile Phe

235

Arg Ser
250

Ile Glu

-119 -

Arg

Gly

Trp

Pro
60

His

Ile

Ile

140

Leu

Trp

Met

Gln

Gly

220

Met

Asn

Leu

Asp Ser Ser
15

Gln Arg Ile
30

His Gly Asp
45

Gln Gln Leu
Arg His Val

Leu Ala Ile

35

Leu His Ile
110

Ala Arg Gln
125

Ile His Arg
Thr Val Lys

Ser Gly Ser
175

Ala Pro Glu
150

Ser Asp Val
205

Gln Leu Pro
val Gly Arg
Cys Pro Lys

255

Arg Asp Glu
270

Leu Ala Arg
285

Asp

val

Gln

Asn

80

val

Thr

Ile
160

Val

Gly
240
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<220>
<221> MISC_FEATURE
<223> MEKL

<400> 2
Met Glu Leu Lys Asp Asp Asp Phe Glu Lys Ile Ser Glu Leu Gly Ala
1 5 10 15

Gly Asn Gly Gly Val Val Phe Lys Val Ser His Lys Pro Ser Gly Leu
20 25 30

Val Met Ala Arg Lys Leu Ile His Leu Glu Ile Lys Pro Ala Ile Arg
35 40 45

Asn Gln Ile Ile Arg Glu Leu Gln Val Leu His Glu Cys Asn Ser Pro
50 55 60

Tyr Ile Val Gly Phe Tyr Gly Ala Phe Tyr Ser Asp Gly Glu Ile Ser
65 70 75 80

Ile Cys Met Glu His Met Asp Gly Gly Ser Leu Asp Gln Val Leu Lys
85 90 95

Lys Ala Gly Arg Ile Pro Glu Gln Ile Leu Gly Lys Val Ser Ile Ala
100 105 110

Val Ile Lys Gly Leu Thr Tyr Leu Arg Glu Lys His Lys Ile Met His
115 120 125

Arg Asp Val Lys Pro Ser Asn Ile Leu Val Asn Ser Arg Gly Glu Ile
130 135 140

Lys Leu Cys Asp Phe Gly Val Ser Gly Gln Leu Ile Asp Ser Met Ala
145 150 155 160

Asn Ser Phe Val Gly Thr Arg Ser Tyr Met Ser Pro Glu Arg Leu Gln
165 170 175

Gly Thr His Tyr Ser Val Gln Ser Asp Ile Trp Ser Met Gly Leu Ser
180 185 190

Leu Val Glu Met Ala Val Gly Arg Tyr Pro Ile Pro Pro Pro Asp Ala
195 200 205

Lys Glu Leu Glu Leu Met Phe Gly Cys Gln Val Glu Gly Asp Ala Ala

210 218 220

Glu Thr Pro Pro Arg Pro Arg Thr Pro Gly Arg Pro Leu Ser Ser Tyr
225 230 235 240

Gly Met Asp Ser Arg Pro Pro Met Ala Ile Phe Glu Leu Leu Asp Tyr
245 250 255

Ile Val Asn Glu Pro Pro Pro Lys Leu Pro Ser Gly Val Phe Ser Leu
260 265 270

Glu Phe Gln Asp Phe Val Asn Lys Cys Leu Ile Lys Asn Pro Ala Glu
275 280 285

Arg Ala Asp Leu Lys Gln Leu Met Val His Ala Phe Ile Lys Arg Ser
290 295 300

Asp Ala Glu Glu Val Asp Phe Ala Gly Trp Leu Cys Ser Thr Ile Gly
305 310 315 320

Leu Asn Gln Pro Ser Thr Pro Thr His Ala Ala Gly Val
325 330

OOPMVIIA U30BPETEHUA

1. Coennnenue ¢popmyisl Ila mm ero cons

o (Ri6)
E1
AN SN , Q1
|
H

P
O N Qz "Z8
4

rae Q1 npexacrasisier coboit N 1 Q2 mpencrasiseT coooii CR3;

E1 mpencraBnser coboii heHnm,

A BBIOpaH M3 TpyNIbI, cocTosimer u3 ¢pennna, HapTmia, Cs-Cgrapborukimia, -CHR4RS, mupnanauna u
OCH30THUEHNIIA;

eciM A MMeeT OJWH WM OoJiee IMOAXOMAIINX IS 3aMEeIIeHHs Sp2-THOPHIN30BaHHBIX aTOMOB yIiiepoja,
Ka)KIbIil Sp2-rHOpHAN30BaHHBII aTOM MOKET OBITh HEOOs3aTEIFHO 3aMelIeH 3aMecTuTeneM Z3;
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ecu A mMeeT OJuH WU Ooliee MOAXOIAIINX IS 3aMEIICHHS SP3-THOPHUIM30BaHHBIX aTOMOB YIIIEPOAA,
KaXIbIi SP3-THOPUIN30BAHHBII aTOM MOXKET OBITh HE00s3aTEIFHO 3aMellleH 3aMecTuTenaeM R3;

KKl Z3 HE3aBUCHMO M OTIEIHHO BBIOpaH M3 TPYIIILI, cocTosmIel u3 H, Metnna, STHIIa, H30TPOTHIIA,
C;3-Cyxapborukimia, rajorena, GTopaiKwia, rAae aJKuiIbHas Tpynna MOXKeT ObITh YaCTHYHO WJIH IOJTHOCTHIO
(bropupoBaHa, U IMAHOTPYTIIIHI;

KXl Z6 nipencraisieT coooit (R3),N-;

KXl R3 He3aBUCHMO M OTHEIHHO BBIOpaH W3 rpymisl, coctosmeit n3 H, C,-Cqankuia, pa3BeTBICHHOTO
Cs-Cranxuna u C;-CgkapOonukimnia,

KaXIblii R4 He3aBHCHMMO W OTIENBHO BBIOpaH U3 rpymisbl, coctosimeii u3 C;-Cjankuia, pa3sBeTBICHHOTO
C;-Csankuna u C3-CskapOOIMKITNIIA;

Kaxabplii R8 HesaBucumMo u oTmenbHO BbIOpaH W3 rpymmsl, cocrosimeid n3 Cs-CgkapOonukimna u Z3-
3aMEILEeHHOTO ()eHuUIa;

R16 He3aBUCHMO W OTHENHHO BBIOpaH W3 TPYIIEL, COCTOSAIICH W3 BOJOPOJA, MCTHIA, ITWNIA, TajoreHa,

(bropankuia, TIe aTKWIBHAS TPYIIA MOXKET OBITh YaCTHYHO WU TOJTHOCTEIO (propupoBana, aHorpynmsl U C,-
CsankuHuNa; 1

t pasHoO 1-3.
2. Coemunenwe 1o 1. 1, umerotee popmyiry I1b

IIb

3. Coenmnenwue 1o 11.2, umeroiee popmyay Iv
(R18),

189

|
e

(23%

l

R4

rae R16 npencraBiser co00it METHI, STHI, IIMAHO, -3THHUJ WIH TaJOTCH.
4. Coenunenue 1o 1.3, uMmetoree Gopmymy [Iw

F
0
S,
H H
P 07N 76
R4

(23

5. Coengunenue 1o 1.3, umetomiee popmyny IIx

Ix

|
@

rae R16 npencraBiser co00it METHII, STHI, IIUAHO, -3THHUJ WIH TaJIOTCH.
6. Coenmnenue 1o 11.2, nMeroinee popmyiy Iy
(R16)

ly

rae R16 mpeacrapnser co00i METHII, STHII, ITMAHO, -3TUHWII WIH TAJIOTEH.
7. Coenmnenue 1o 1.6, nMeroiee hopmyiy 11z

1z
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8. Coenmuenue 110 11.6, nmeroniee popmyay [laa

Maa
]
R4
rae R16 mpeacrapnser co0oit MEeTHII, TMAHO, -3TUHWIJ WJTU TaJOTeH.
9. Coengunenue 1o 1.2, umetoinee popmyiy [Ibb
y o - (R16);
o .
Ny r]lJI\'r 11bb
RoH o~ N z8
R4
rae R16 npexncraBiser co00it METHI, STUI, [IMAHO, -3THHUJ WIH TaJIOTCH.
10. Coequnenue no 1.9, nmeromiee hopmyay llce
Tee

1idd

)
R4
rae R16 npencraBiser co00# METHIT, ST, -3THHWI WX TaJOTCH.
12. Coenaunenue no 1.2, umetoniee Gopmymy Ilee

//(R16)|

e

I
R4
rae R16 mpeacrapnser co00i MEeTHII, STHII, ITMAHO, -3TUHWIT WK TAJIOTEH.
13. Coenunenue no 1.12, mmerommee popmyiy IIff

/l oF
(£33
N rlq)kr:n Z SN re
HoH 07N # 25
R4 .

14. Coeaunenue 1o 1.12, umeromee Gopmyiy llgg

@\ o F. R16&
23
N 'TIJJ\T e ligg
HoH S # 76
R4

rae R16 mpencraBiser co00it METHI, STHIL, IIMAHO, -3THHUJ WIH TaJIOTCH.
15. Coenunenne 1o 1.2, nmeromiee Gopmyary IThh

(R16)

rae R16 mpeacrapnser co00i METHII, STHII, ITMAHO, -3TUHWIT WK TAJIOTEH.
16. Coenunenue no 1.15, mmerommee popmyy Ilii
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)\NiN # | Sy ujj
HoH 07NN g
R4

rae R16 npeacrasiser co00it METHI, IIMAHO, -3THHIJT WIH TaJIOTCH.

18. CoenuiHeHHE, BRIOpAaHHOE U3 TPYIIIIBI, COCTOSIIEH 13

1-(2-prop-5-(1-meTnn-7-(MeTUIAMHUHO )-2-0KCO- 1 ,2-nuruapo-1,6-HapTupuauH-3-wmn)dennn)-3-(3-
(TpudropmeT)PEeHNT)MOUEBUHBL,

1-(2-prop-4-metnn-5-(1-metun-7-(MeTHIaMUHO)-2-0KC0- 1 ,2-nuruapo-1,6-HadTupuauH-3 -1 peHun)-3 -
(3-(TpudropmeTri)heHNUT)MOICBHHEI,

1-(4-xm0p-3-(TpudTopmerrin) henmn)-3-(2-prop-4-meTmi-5-( 1 -MeTnn-7-(MeTHIaMHIHO )-2-0KCOo- 1, 2-
muruapo- 1,6-aadTapuarH-3-1in) GEeHIIT)MOYECBHHBI,

1-(4-xsop-2-¢pTop-5-(1-MeTnn-7-(MeTnnamMuno)-2-okco-1,2-quruapo- 1,6-Hadrupunun-3 -mn) penun)-3-(3-
(TpudropmeTri)heHNIT)MOIEBHUHEI,

1-(5-(1-aTun-7-(MeTnaMuHoO )-2-0kco-1,2-quruapo-1,6-aad tupuaus-3-mi)-2-prop-4-mermnpennn)-3-(3-
(TpudTopmeTri)heHnIT)MOIEBHUHEI,

1-(5-(1-aTun-7-(MeTnaMmuHo)-2-0kco-1,2-nuruapo- 1,6-sadp tupuaus-3-mi)-2-grop-4-metmnpennn)-3-
(HadranuH- 1 -r1)MOYEBUHBL,

1-(2-¢prop-5-(1-u3onponmn-7-(MeTHIAMHIHO )-2-0KC0- 1 ,2-nmuruapo- 1,6-aapTupuaua-3-wmn) dhenun)-3-(3-
(TpudropmeT)PEeHNUT)MOUEBUHBL,

1-mmxtorekcwi-3-(2-¢rop-5-(1-u3onponmi-7-(MEeTHIAMHAHO )-2-0Kc0o- 1, 2-muruapo-1,6-mad tupunna-3-
1) (heHUIT ) MOYEBUHBI,

1-(5-(1-3Trn-7-(MeTHIIaMHHO )-2-0KCc0- 1, 2-muruapo- 1,6-aad upuana-3-ni)-2-propdermn)-3-(Had TamuH-
1-un)MOYEBUHBI,

1-(2-¢prop-5-(1-n30mponui-7-(MeTuaaMuHo)-2-okco- 1,2-nuruapo-1,6-naprupuany-3-wn)penmn)-3-(2-
¢dbrop-5-(Tprud TOpMETIIT)(HhCHIIT)MOUCBUHEI,

1-(4-xn0p-5-(1-3T131-7-(MeTIIIaMuHO )-2-0KCc0-1,2-muruapo- 1 ,6-aadTrpuanH-3-m)-2-prophermn)-3-(3-
(TpudropmeTri)heHnIT)MOIEBUHEI,

1-(4-xsop-3-(rpudropmerni) pennin)-3-(5-(1-3THi-7-(MeTHIAMUHO)-2-0KCcO- 1, 2-nuruapo-1,6-nadtupu-
IuH-3-11)-2-hTopHEeHNUT)MOIEBUHBI,

1-(4-xm0p-5-(1-3TH-7-(METHIIAMIHO )-2-0KC0- 1, 2-murupo- 1 ,6-aadtupunun-3-un)-2-propdpenmn)-3-
(heHNIIMOYEBUHBI,

1-(4-xm0p-5-(1-3TH-7-(METHIIAMIHO )-2-0KC0- 1, 2-murupo- 1 ,6-aadtupuaun-3-nn)-2-propdpenwmn)-3-(2,3-
nmudTopheHNT)MOICBHHEI,

1-(5-(1-3Trn-7-(MeTrHIIaMuHO )-2-0Kkc0o- 1, 2-muruapo- 1,6-aad tupuann-3-ni)-2-propdpenmn)-3-(3-
(TpudropmeTri)heHnIT)MOIEBHUHEI,

1-(2-¢rop-5-(1-n30nponun-7-(MeTHuIaMuHo )-2-0kco- 1,2 -nuruapo-1,6-sadTrpuans-3-mi)dpennn)-3-
(heHNIIMOYEBHHHI,

1-(4-xnop-5-(1-3TH0-7-(MeTHIAMUHO)-2-0Kco- 1,2-nurnapo-1,6-nadgrupuana-3-mn)-2-propdennn)-3-
(HadranuH- 1 -r1)MOYCBUHBL,

1-(5-(1-aTun-7-(MeTmiaMmuHo)-2-0kco-1,2-nuruapo- 1,6-aadpTupuaus-3-mi)-2-gropdenun)-3-(2-dprop-5-
(TpudropmeT)EeHNIT)MOUEBUHBL,

1-(4-xm0p-5-(1-3TH-7-(METHIIAMHHO )-2-0KC0- 1, 2-muruapo- 1 ,6-aadtupunaun-3-nn)-2-propdpermn)-3-
IIUKJIOTeKCHIMOYEBHHEI,

1-mmxtorekcui-3-(2-¢prop-4-metmin-5-( 1 -MeTnn-7-(MeTHIIaMHHO )-2-0Kco- 1, 2-murupo- 1,6-aad rupuana-3-
1) (heHUIT ) MOYEBUHBI,

1-(4-xnop-2-¢pTop-5-(1-MeTnn-7-(MeTnnaMuHO)-2-0Kco-1,2-quruapo- 1,6-Had Trupuaus-3-1mw1) heHn)-3-
IUKJIOT€KCUIIMOYEBHHEI,

1-(4-xnop-2-¢pTop-5-(1-MeTnn-7-(MeTnnaMuHo)-2-0Kkco-1,2-quruapo- 1,6-Had Trupuaus-3 -1w1) heHn)-3-
(heHNIIMOYEBHHHI,

1-(4-xnop-2-¢pTop-5-(1-MeTnn-7-(MeTnnaMuHO)-2-0Kco-1,2-quruapo- 1,6-Had Trupuus-3 -1mw1) heHn)-3-
(madranuH- 1 -r1)MOYCBUHBL,

1-(4-xmop-2-prop-5-(1-meTun-7-(MeTHIaMUHO )-2-0KCO- 1, 2-muruapo- 1,6-HapTupuaua-3-wmn)dhenun)-3-(4-
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x5op-3-(Tpud TopMeTHI ) P SHUIT)MOUYCBHHEL,

1-(4-xsop-2-¢pTop-5-(1-MeTnn-7-(MeTnnamMuHo)-2-okco-1,2-quruapo- 1,6-Hadrupunun-3 -mn) penun)-3-(2-
drop-5-(TpudropmeTrin)PeHUIT)MOUEBHUHBL,

1-(4-xmop-2-prop-5-(1-meTun-7-(MmeTHIaMUHO)-2-0KCO- 1, 2-muruapo-1,6-aapTupuaua-3-wmn)denun)-3-(3-
MaHO()eHMIT)MOYEBUHBI,

1-(4-xmop-2-pTop-5-(1-meTun-7-(MmeTHIaMUHO )-2-0KCO-1,2-muruapo-1,6-HadTupuauH-3-m)peHun)-3 -
(2,3-mudropdheHnn)MOIECBIHBI,

1-(4-x0p-3-(1-3TH-7-(METHIIAMIHO )-2-0KCO- 1, 2-murupo- 1 ,6-aadTupuana-3 - )G eHrn -3 -IUKI0-
TeKCHIMOYEBHHBI,

1-niuknonponuin-3-(2-prop-4-metuin-5-(1-mMeTnin-7-(MeTHIaMUHO) -2 -0kco- 1,2-murunpo-1,6-nadrupuanH-
3-m1)(heHIIT)MOYCBUHBI,

(R)-1-(2-pTop-4-meTnn-5-(1-meTrin-7-(MeTHIaMUHO)-2-0Kco- 1,2-muruapo-1,6-nad TupuanH-3-w)penun)-
3-(1-peHUTITUIT)MOYCBUHEI,

1-(2-¢prop-4-metmi-5-(1-metmn-7-(MeTHIIaMHHO )-2-0KC0- 1, 2-nuruapo- 1,6-Had Trupuaus-3-wn) heHn)-3-
(5-(TpudTopMeTHIT ) TUPUINH-3 -HUIT)MOICBHHEI,

1-(2-prop-4-metnn-5-(1-metun-7-(MeTHIaMUHO)-2-0KC0-1,2-nuruapo-1,6-HadTupuauH-3-1) heHun)-3 -
(4-meTmin-5-(Tpud TopMeTH ) TUPUAWH-3 -HIT)MOUEBUHBI,

1-(2,4-mudrop-5-(1-MeTnn-7-(MeTHIaMHHO )-2-0KcO- 1, 2-muruapo- 1,6-HadTupuan-3 -wn) henun)-3-(5-
(TprdTOpMETHIT)TUPUIHUH-3 -1 )MOICBHHEI,

1-(5-(1-3Trn-7-(MeTHIIaMHuHO )-2-0KC0- 1, 2-urnpo- 1,6-aad rupuaun-3-nun)-2-propdpenmn)-3-(5-(tpudtop-
METWIT)THPHUANH-3-1IT)MOYEBHHEI,

1-(2-¢prop-4-metmi-5-(1-metmin-7-(MeTHIIaMuHO )-2-0Kc0- 1, 2-nuruapo- 1,6-nad Trupuaus-3-1w1) heHn)-3-
(4-dprop-5-(TpuTOpMETHIT ) TUPUIIUH-3 -1JT)MOYEBHHBI,

1-(4-xsop-2-¢pTop-5-(1-MeTnn-7-(MeTnnamMuno)-2-okco-1,2-muruapo- 1,6-Hadrupunun-3 -mn) penun)-3-(5-
(TpudTOPMETHIT)TUPHUINH-3 -1 )MOYECBHHEI,

1-(5-(7-amuHO- 1 -MeTHI-2-0KC0-1,2-muruapo-1,6-HadTupuauH-3-mn)-2-prop-4-metundenmn)-3-(3-
(TpudropmMeTi)PeHNT)MOUEBUHBL,

1-(2-prop-4-metnn-5-(1-metun-7-(MeTHIaMUHO )-2-0KC0-1,2-nuruapo-1,6-HadTupuauH-3 -1 heHunn)-3 -
(2-¢rop-5-(TpudropmeTri)heHUT)MOUEBUHBI,

1-mmxtorekcui-3-(5-(1-3Tun-7-(MeTrnaMuHo ) -2-0kco-1,2-quruapo- 1,6-aad tupuana-3-mr)-2-prop-4-
MEeTHWI()ESHIIT)MOYEBUHBI,

1-nuknorekcuit-3-(2-¢prop-5-( 1 -u3onponui-7-(MeTHIAMHHO)-2-0KC0- 1, 2-muruapo- 1,6-nad THpuIuH-3-11) -
4-meTnneHnIT)MOYEBUHEI,

1-tuknorekcmi-3-(5-(1-uuknone T - 7-(METHIAMHHO ) -2-0KC0- 1,2 - nurunpo- 1,6 -Had Tupuaus-3 -m)-2-

¢dropdhennT)MOUEBUHEI,

1-niuknorekcni-3-(5-(1-aTun-7-(MerTunaMuHo)-2-okco- 1,2 -nuruapo-1,6-naprupuans-3-nm)-2-prop-
(heHMIT)MOYEBUHEI,

1-mmxtorekcui-3-(2,4-mudrop-5-(1-MeTmin-7-(MeTHIIaMUAHO )-2-0Kco- 1, 2-muruapo-1,6-nad tipunna-3-
1) (heHUIT)MOYEBUHBI,

1-(4-nnano-2-prop-5-(1-metuin-7-(MmeTuIaMuHO )-2-0Kkco-1,2-nuruapo-1,6-HadTupuauH-3 -1 peHunn)-3 -
IIUKJIOTeKCHIIMOYEBHHEI,

1-(2-prop-4-metnn-5-(1-metun-7-(MeTHIaMUHO )-2-0KC0-1,2-nuruapo-1,6-HadTupuauH-3 -1 heHunn)-3 -
((1R,2R)-2-MeTHIIMKIOT€KCHIT)MOYEBHHBI,

1-(2-¢prop-4-metmi-5-(1-metmn-7-(MeTHIIaMHHO )-2-0KC0- 1, 2-nuruapo- 1,6-nad Trupuaus-3-w1) heHn)-3-
((18,2S)-2-MeTHIIUKIIOTEKCHIT)MOYEBUHEI 1

1-(2-¢prop-4-metmi-5-(1-metmin-7-(MeTHIIaMHHO )-2-0KC0- 1, 2-nuruapo- 1,6-nad Trupuaus-3-1w1) heHn)-3-
((1R,4R)-4-MeTHIINKIOT€KCHIT)MOYEBHHBI.

19. dapmareBTHUECKass KOMIIO3UIUS, MOAYJIHPYIOIIas KHHA3HYIO aKTHBHOCTh Raf-kmHa3, comepikarias
coenuHeHHe 10 1.1 wiam 18 wim ero conb, BMecTe ¢ (hapMaleBTHYECKH MPUEMIIEMBIM HOCHUTENIEM, TIPUYEM yKa-
3aHHBIA HOCUTEJH BKIIOYAET 100aBKY, BEIOPaHHYIO M3 TPYIIIBI, BKIIOYAIONMIEH aablOBaHTHI, SKCIIUIIHEHTHI, pa3-
0aBUTENN U CTAOWIIM3ATOPHI.

20. IMpumenenne coemuHeHUs 1O 1.1 wim 18 Mpu MPOW3BOACTBE JEKAPCTBEHHOTO CPEICTBA IS JICUSHUS
MaIMeHTa, CTPAJAIONIer0 COCTOSHUEM, BBIOPAHHBIM W3 TPYIIHI, BKIIOYAIOMIEH pak, THIEpIpoiandepaTuBHBIC
3a0oJeBaHNs, BTOPHYHBIA pPaK, BOSHUKAIOUIMNA MIPH POCTE METACTAa30B, 3a00JICBaHMSA, XapaKTCPU3YIONIHeCs TH-
MepBaCKyIApU3alueii, BOCIAICHUSI, OCTCOAPTPHUT, PECIUPATOPHBIC 3a00NICBaHUS, WHCYIBT, CHCTEMHBIN IIOK,
UMMYHOJIOTHYCCKUE 3a00JICBaHUS, CEPJCYHO-COCYIUCThIC 3a00JIcBaHMs U 3a00JCBaHUs, XapaKTCPHU3YIOIIHECS
AQHTHOTCHE30M.

21. I[Ipumenenue coenuueHus no 1.1 win 18 npu Npou3BOACTBE JEKAPCTBEHHOTO CPEICTBA AJIS JICUSHUS
MAIMeHTa, CTPANAIOIIEr0 XPOHUUCCKOW MUEIOUIHOM JeiKkeMueii, ocTpoil muMdoIuTapHO# JIeHKeMUeH, Omyxo-
JIBIO CTPOMBEI JKEITYAOYHO-KHIIICYHOTO TPAKTa, THIIEPIO3UHODMIEHBIM CHHAPOMOM, TITHO0IACTOMOM, paKoM siid-
HHUKa, PAaKOM ITO/DKEITyJOYHOHN JKeNe3bl, pakKOM IPOCTATHl, Pa3INYHBIMH BHAAMH paka JIETKOTO, PaKOM TPYy/H,
PaKoOM ITOYKH, KapIIMHOMOM MIEWKN MaTKH, BTOPUYHBIMH METacTa3aMH MEPBUYHON COJIMITHON OITyXO0JH, 3a00J1e-
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BaHMSMH TIJIa3, XapaKTEPHU3YIOIMMUCS THIeprpoaudepaneli, NpuBoIsIIeil K cilIenore, BKIOYas pa3iduHbIe
pETHHONATHH, BKIIIOYAIOIINE AUA0CTHIECKYI0 PETHHOIIATHIO W BO3PACTHYIO JIET€HEPALUIO XKEITOro MATHA, PeB-
MaTOMIHBIM apTPUTOM, MEJIIAHOMOM, PAKOM KHIIEYHHUKA, PAKOM IIUTOBHUIHOH JKeJIe3bl, BOCHAJCHUIMH y YeIIOBE-
Ka, PeBMATOUIHBIM CIIOHIMIINTOM, OCTEOaPTPUTOM, aCTMOM, IMOJArPOH, CETICHCOM, CENITHYECKUM IIOKOM, 3HJO-
TOKCHYECKHM IIOKOM, TPAMOTPHUIIATEIEHBIM CETICHCOM, CHHAPOMOM TOKCHYECKOTO IIOKAa, PECHHPATOPHBIM [TH-
CTPECC-CHHIPOMOM B3POCIBIX, WHCYJIBTOM, penepy3HOHHBIME HAPYIICHUSMH, TpaBMaMH HEPBOB, HIIEMHEH
HEPBOB, IICOPHA30M, PECTCHO30M, XPOHHYECKAM OOCTPYKTHUBHBIM 3a00JI€BAaHHEM JIETKUX, pE30POTUBHBIMH 3200-
JIEBaHUAMHU KOCTEH, OTTOP)KEHHEM TpaHCIUIaHTaTa, 0one3Hpi0 KpoHa, S3BEeHHBIM KOJIHTOM, BOCHAIHTEIHHBIMH
3a00JIeBaHMSIMH KUIICYHHUKA, TTAPE30M U UX KOMOMHAIMAMH.

22. [lpumeneHne coenuHeHus 10 1.1 wim 18 1y neyeHus 3a00JIeBaHusI, OMOCPEIOBAHHOTO aKTHBHOCTBIO
Raf-knHa3pl, y MIIEKONUTAIOUIETO, TJE JICYEHHE OCYLIECTBISIIOT OpajbHO, MapeHTEpajbHO, WHTaJSIIUEH WU
MOAKOXKHO.

23. Coenunenune 1-(4-xmop-5-(1-aTun-7-(MeTmamuHo)-2-0kco-1,2-quruapo-1,6-sadpTupuaun-3-mi)-2-
dbropdpern)-3-PpeHUIMOYCBHHEL.

24, ®dapmareBTHIECKas KOMITO3UITHS, MOAYIUPYIOIIas KHHA3HYI0 aKTHBHOCTh Raf-kmHa3,comepikamias 1-
(4-xmop-5-(1-3Trn-7-(MeTHIIaMHUHO )-2-0KC0- 1, 2-muruapo-1,6-aad tupuann-3-mn)-2-propdermn)-3-
(heHIMITMOYEBHHY HIIH €€ COJIb, BMECTe C (papMareBTUIEeCKH MPUEMIIEMBIM HOCHUTEJIEM, IPUIEM yKa3aHHBIH HO-
CHUTETh BKIIFOYAET 100aBKy, BEIOPAHHYIO M3 TPYIIIEI, BKIIOYAIOMIEH aIbIOBAHTHI, SKCIUITUCHTHI, pa30aBUTEIN U
CTaOHUITU3aTOPBI.

25. Coenunenne 1-(4-xnop-2-pTop-5-(1-meTmn-7-(MeTmnaMuHo)-2-0kco-1,2-nuruapo-1,6-aadTupuana-3-
win)denmn)-3-peHnIMOYeBUHA.

26. ®apmaneBTHUECKasi KOMITO3ULHS, MOAYJIMPYIOIas KHHAa3HYI0 aKTHBHOCTh Raf-kmna3,comepxarmas 1-
(4-xnop-2-¢prop-5-(1-metni-7-(MeTHIaMHIHO)-2-0KC0-1,2-muruapo-1,6-HadTrupunus-3 -un) pennn)-3-penun-
MOYEBHHY HJIM €€ COJIb, BMeCTe C (papMalieBTHUECKH MPUEMIIEMBIM HOCHTENIEM, NPUYEM YKa3aHHBIH HOCHUTEIb
BKJIIOYAET J100aBKY, BEIOPAHHYIO W3 TPYIIIBI, BKIIIOYAIOIIEH aIbIOBaHTHI, SKCIUITUCHTHI, pa30aBuTeNu U cTabu-
JIM3aTOPEI.

27. Coemunenne 1-(5-(1-aTun-7-(MeTnaaMuHO)-2-0kco-1,2-nurunpo-1,6-aapTupuana-3-wmn)-2-prop-4-
MeTtwidenmn)-3-(Had TaauH- 1 -ri1)ModeBHHA.

28. dapmareBTHIeCKass KOMITO3UITHS, MOAYIUPYIOIIas KHHA3HYI0 aKTUBHOCTh Raf-kmHa3,comepikamias 1-
(5-(1->3TIn-7-(MeTrIaMUHO)-2-0KCc0- 1,2 -auruapo-1,6-nad Tupunua-3-mn)-2-prop-4-mMetundenwn)-3-(aadranun-
|-mT)MOYEBHHY WIIH €€ COJIb, BMECTE ¢ (papMareBTUIECKH MMPHEMIIEMbIM HOCHTEJIEM, TPHYeM YKa3aHHBIA HOCH-
TeNb BKITIOYaeT 100aBKy, BHIOPAHHYIO M3 TPYIIIBI, BKJIIOYAIOMICH aJbIOBAHTHI, SKCIMITUCHTHI, pa30aBUTEIN U
CTaOMIIM3aTOPBI.

29. CoenuneHue 1-(5-(1-aTun-7-(MeTnnamMuHo)-2-0kco- 1, 2-nuruapo-1,6-nad Tupuaus-3 -wm)-2-
¢dropdennn)-3-(Hadranun-1-mr)MoyeBHHa.

30. dapmaneBTHYECKasT KOMITO3HIMS, MOIYJIMPYIOIIas KHHAa3HYI0 aKTUBHOCTh Raf-kuna3, cogeprkamas 1-
(5-(1-aTrn-7-(MetmnamMmuHoO)-2-0kco-1,2-muruapo-1,6-aadTupunus-3-un)-2-proppennn)-3-(aad Taaun- 1 -nm)
MOYEBHUHY U €€ COJIb, BMeCTE C (papMaIeBTUIECKH MIPHEMIEMbIM HOCHTEIIEM, IIPUYEM YKa3aHHBIA HOCHUTEIh
BKITIOUAET T00aBKY, BRIOPAHHYIO M3 TPV, BKIIOYAIOMICH abIOBAHTHI, YKCITUIMUCHTHI, pa30aBUTEN U CTaOH-
JIM3aTOPEI.

31. Coemunenune 1-(4-xnop-5-(1-aTHi-7-(MeTUIAMIHO)-2-0KCO-1,2-murunpo-1,6-HapTupuana-3-m)-2-
dbropdennn)-3-(2,3-mudropdenmn)MoueBrUHA.

32. dapmaneBTHYECKasT KOMITO3HIMS, MOIYJIMPYIOIas KHHA3HYI0 aKTHUBHOCTh Raf-kuna3, comeprkamas 1-
(4-xnop-5-(1-3Trn-7-(MeTunamMuHo )-2-okco-1,2-nuruapo-1,6-sadprpuaun-3-nn)-2-propdenmn)-3-(2,3-
mudTopdeHnT)MOUeBUHY HIIH €€ COJIb, BMECTE C (papMalleBTUUECKH IPHEMIIEMBIM HOCHTEINIEM, TPUYEM yKa3aH-
HBIIl HOCUTENb BKIIOYaeT J00aBKy, BHIOPAHHYIO M3 TPYIIIBI, BKIIOYAIOIIEH abIOBAHTHI, SKCLUINEHTHI, pa30aBu-
TENIU U CTaOMIIN3aTOPHI.

@ EBpa3suiickasi naTeHTHas opraHusauusi, EAMB
Poccus, 109012, MockBa, Manblit Yepkacckuii nep., 2
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