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OobsacTh TEXHUKH
Hacrosiiee n300peTeHre HAMTPaBICHO HA HU3KOMOJICKYIIAPHBIC HHTHOUTOPEI THPO3UHKHUHA3HIL.
Ipeanockliky co3naHus U3o0peTeHUs

Pesmatouanbit aptput (RA) npencraBisieT co00W XpOHHUECKOE ayTOMMMYHHOE BOCTIAVIUTENhHOE 3a00I1e-
BaHHE, IPH KOTOPOM IPOHUCXOINT BO3JEICTBHE Ha 000JI0YKY CYCTaBOB, BBI3BIBAIOIICE OOJIC3HEHHBIH OTEK, CIO-
COOHBIN MPUBECTH K 3PO3UU KOCTH U AeGopMaIi cyctaBa. RA oka3bpIBaeT CylieCTBEHHOE BIUSHUE Ha O0IIeCT-
BO - OH XapaKTepU3yeTCs] OTHOCUTEIHHO BBHICOKHM YPOBHEM 3abojeBaeMocT (pubim3ntensHo 1% HaceneHus
CIIIA ctpamaet RA), mpuBoaAUT K HEOOPATUMOMY TIOBPEXKICHUIO CYCTABOB M OTIMYAETCS IMHAPOKO PacIpoCcTpa-
HCHHBIM TIPOSIBIICHHEM COMYTCTBYIOIIMX 3a00JeBaHuil. HecMOTps Ha TO, YTO MHOKECTBO IMAIEHTOB TOJIYYalOT
MOJIb3y OT IMPEJCTABICHHBIX B HACTOSIICE BPEMs HA PHIHKEC OMOJIOTMYCCKUX M CHHTETUYCCKUX JICKAPCTBCHHBIX
IpenapaToB, OONBIIMHCTBO MAIIMEHTOB BCE CIIE MEPEHOCUT 0O0JIb M BOCIIATICHUE MPH 3a00JICBAHHH.

Pak, B yacTHOCTH TUM(OMA U3 KICTOK MAHTUHHOMN 30HBI, XPOHUICCKUN TUM(OIUTAPHEI JICHK03, MaKpo-
NIOOYIMHEMHST ¥ MHOXXECTBEHHAsI MUEIIOMa, MPOJOJDKACT MOpaXKaTh HManueHTOB. [lo-mpekHeMy HEO0OXOIUMBI
aNbTCPHATHBHEIC Y()()EKTUBHBIC CIIOCOOBI ICUCHHS paKa.

TuposunkuHaza bpyrona (Btk) genoBeka mpeacraBiseT co0oi OEJIOK ¢ MOJEKYJISIpHOW Maccoit ~76 k/la,
OoTHOCSTIHICS K Tec-ceMelCTBY HepelenTOPHBIX THPO3WHKWHA3. Tec-KWHa3bl 00pa3yloT BTOPOE 1O BEIMUYWHE
CEMEHCTBO MUTOIUIA3MATHUECKUX THPO3WHKMHA3 B KIETKAaX MIICKOIMTAIOMINX, KOTOPOE COCTOWUT M3 YETBIPEX
npyrux wieHoB B gonosHeHne k BTK: onnonmennas kuHa3za TEC, ITK, TXK/RLK nu BMX. Tec-kuHa3sl B X071
SBOJIIOIIUH COXPAHSIOTCS y BCEX MO3BOHOUHBIX. OHH SBIAIOTCSA POJCTBEHHBIMH, HO CTPYKTYPHO OTIMYHBIMH OT
Oonee KpymHBIX ceMelcTB kuHa3 Src u Syk. benku Tec-ceMelicTBa SKCIIPECCUPYIOTCS B OOJIBIIIOM KOJUIECTBE B
TEeMAaTOMO3TUYCCKHUX TKAHIX M UTPAIOT BAXKHYIO POJb B POCTE U MUPPEPEHIIMPOBKE KICTOK KPOBH U SHAOTEIH-
QNBHBIX KJIETOK Y MJICKOMUTAIOIIUX.

Cyns o akcrpeccuu Btk 3 uccnenosannit IHC, onucanHbIX B ypoBHE TeXHHUKH, MHTnOnpoBanue Btk mo-
JKET MOIIyJTUPOBATh OMOJIOTHYECKUE MPOLIECCH, CBSI3aHHbIC ¢ B-KkieTkamu, MakpodaraMu, TydHBIMU KJICTKAMH,
OCTEOKIIaCTaMU U MHUKpodacTtuiiamu TpombonuToB. Cometh, O. B., et. al. Curr. Top. Microbiol. Immunol. BTK
Signaling in B Cell Differentiation and Autoimmunity. 5 certsops 2015 r. Pons B-kietok npu RA moarsep-
JKTAaeTCsl TePAIIeBTUUECKON IMOJIC3HOCTHIO, MPOSBIIAEMON KIMHUYECKH IPU MCTOIIECHUH IMOMYJSIIUN B-xieTok ¢
nmomornipio Rituximab™. TTockoNbKy ayTOaHTHTENIA WUTPAIOT TAKYIO OMPEACIISIONIYI0 POJIb MPHU CHHOBUAIBHOM
BOCTIAJICHUH, TepaleBTHYECKass MOIYIAIMS KOMIApTMEHTa B-kieTok mpeactaBisieT coOOi MpHBIIEKATENbHBIN
MeXaHU3M [UTS JICUYCHHUSI PAaHHUX CTaaui RA M MOTeHIIMAIEHOTO MOy TUPOBaHMS 3a00I€BaHUS HAa CAMBIX PaHHIX
cramusax. Vcromenne Nomyasnuyd B-KIETOK B MBIIMHBIX MOJEISAX, HAIpUMEp, KOJUIareH-HHIYyIHPOBAHHOTO
aptputa (CIA), npensTcTBYeT pa3BuTHIo aptputa. Svensson, et. al. (1998) B cell-deficient mice do not develop
type II collagen-induced arthritis (CIA). Clin Exp Immunol 111, 521-526.

H3n0xeHne cyniHoCcTH H300peTeHH

Hacrosimee n3o0perenne otHocutes K coequHeHusM opmyisr (1)
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rae R! npeacrasiset cobo H;

R’ BEIOGMPAIOT U3 TPyIIbl, cocTosieil n3 CH,-IHKIOreKCHIa, Tie HHKIOTeKCHI He00A3aTebHO 3aMelleH
OH; 3-runpokcuamgamanTtai-1-mima u Cs_gIIUKIOATKKIa, He0OSI3aTeIbHO 3aMEIIeHHOTO 1, 2 UM 3 3aMeCTUTeIIs-
MU, KOKIBIH U3 KOTOPBIX HE3aBHCHMO BBIOpaH W3 TpyIIbl, cocrosimed u3: OH, ranorena, Cisankwmia, C¢ra
gorenankuna, OC,sankuna, CN, NR6R7, NRg—C(O)H, NRS—C(O)-CI_GanKHna, NRg—C(O)—Cl—6ranoreHanKHna,
NR®-C(0)-C, galk-CN, NR*-C(0)-0-C,_¢ankmna, NR*-C(0)-C,_alk-OH, NR*-C(0)-C,_salk-NR°R” u NR*-C(0)-
C(R*)=CR*(R®);

rae R BBIOMpalOT U3 rpymnnsl, cocrosmeit u3 H, CN, ranorena, C, granorenankmia u C_saJIKuia;

MIpUYEM KaXKIbld U3 R* u R’ HesaBucumo BBIOMPAIOT U3 TPYIIIEL, cocTosmei 3 H; Co.salk-NR°R”; C, ¢alk-
0O-C¢ankmna; Cs.4 MIUKIOATKIIA; TETEPOIUKIOANKIIA, HEOO3aTeNEHO 3aMeIIeHHOTO C | ¢aJIKIIIOM; U -IMHKEP-
PEG-6uoTuHa;

npruem R® 1 R” HezaBucuMo BoIGpans! u3 rpymmbl, coctosmeii u3 H, C,_gankuia, C(O)H u CN; u

RS npejcTaBisieT coboit H;

wm R' 1 R%, BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHH IPHCOCIUHEHBI, 00pPa3ylOT MHPPOIHANHIIBHOS
KOJBII0, HeoOs3aTenbHo 3amemtenrnoe NRRY, e kasxmbiit u3 R® u R7 HesaBmcmmo BBIOpaH W3 TPYIIIbI, COCTOS-
meit m3 H; C,_sanxmn; NR®-C(0)-Cankmma u NR*-C(0)-C(R*)=CR*(R®), npuuem R* mpencrasmser coboit H;
R* mpencrasiser coboit H, a R® npexcrasisier co60it H Wit HHKIONPOITHI;

A BBIOMpAIOT W3 TPYIIBI, COCTOSMICH M3 MUPHUIAWIA;, (EHIIA; MAPUMHUAWHUAIA, THUPA3UHWUIIA; TAPHUINH-
2(1H)-ona n nupunazuamia; rae A HeoOs3aTenbHO 3aMenieHo 1, 2 min 3 3aMeCTUTENSIMU, KOKIBIA U3 KOTOPBIX
HE3aBHUCHMO BBIOpAH M3 TPYIIIBL, COCTOsAMIEH u3 raioreHa, C_qankmna, C;_¢ramoreHankmwia u OC_sankuna;
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E BeiOuparot u3 rpymnmsl, cocrosiieii n3 O, cesazu 1 CH,;

G BeIOUparoT U3 rpymmsl, cocrosmeii u3 H; ranorena; Cigankmia; C; ¢ramorenankmia; NH(C; ¢ankuna);
Csgiukioankuna; GeHnna; MIPpUMUINHNIA; TUPUAWIA; nupunasuania; nupuana-2(1H)-oHa; rerepomukiioan-
KHJIa, KOTOPBIH COIEPIKUT TETEPOATOM, MTPEICTABIISIONIHNI co00i aToM kuciopona; u penmt-CH,-O-denuna, rae
-O-dennn 3amemen CN; rae dheHWT; TUpUIIT, THpUAa3uHWIT 1 mupuauH-2(1H)-oH HeoOs3aTenbHO 3aMerneH 1,
2 i 3 3aMECTUTEISIMH, KaKIBIH U3 KOTOPBIX HE3aBHCHUMO BBHIOMPAIOT M3 TPYIIHI, COCTOAIICH U3 rajorena, C;.
cankmia, C,_gramorenankuna, OC, ¢ranorerankmwia u OC,_¢ankuia;

nin G-E-A npencrapnsiet coboi
i)
G% )'\x

H o R"

b

rae G* BBIGHPAIOT U3 IPyYMIIBI, cocTostmieit u3 Cygankuia, GpeHnna, MIPIMHINHITIA, TAPUIIIA, THPHIAIA,
samentennoro CH; u Cs giimkinoankuna; u R™ npeacrasnser co6oit H wmn CHs;

rne "Cyealk" oTHOCHTCS K anndarnueckoMy JIMHKEPY, coaepxaiemy 1, 2, 3, 4, 5 nim 6 aToMOB yriepona;

"reTepPOIUKIIOATKIIT" OTHOCUTCS K JIFOOOH MATH-IECATHUICHHON MOHOUMKIMYSCKON WIIM OUITUKITHICCKON
HACBIIEHHON KOJIBIIEBOW CTPYKTYypE, COAepKallel o MEHBIIeH Mepe OJMH IeTepoaToM, BRIOPAHHBIN U3 TPYII-
eI, cocrosmeit u3 O, N u S;

"muakep-PEG-6moTuH" oTHOCUTCS K pparMeHTy, coaepxkamemy juakep-PEG-CH,-NH-6notnawm;

"muakep" npenctasiset coboit -CH,-NHC(0O)-(CH,);-C(O)-NH-CH,-;

"PEG" npezacraBiseT cO00H MOJMATHIICHTJINKOIb;

1 MX CTEPEOM30MEPOB; 1

ux (hapMareBTHYCCKH MPUEMIIEMBIX COJICH.

Taxxe omucanbl (hapMareBTHUCCKasT KOMIO3HIUS [T JICYCHUS 3a00JICBaHUSI WM PacCTPOWCTBA, OMoCpe-
JIOBAHHOT'O aKTHBHOCTBHIO THPAa3WHKHHA3EI bpyToHa, comepxamas 3(pPeKTHBHOS KOJIUISCTBO IO MEHBIICH Mepe
OJTHOTO COCJMHEHMSI MO M300pEeTeHHI0, CHOoco0 JiedyeHHs1 3a00JIeBaHUSI MM PacCTPOHCTBA, ONOCPETOBAHHOTO
AKTUBHOCTHIO TUPA3MHKHUHA3KI BpyTOHA, NCIONB3Ys COCTUHEHHUS TI0 U300PETCHHIO.

IHoapoGHoe onucaHue HILTIOCTPATHBHBIX BAPUAHTOB OCYIeCTBJIEHHSA

N3obpeTenne MOXXHO B OoJiee TOTHOW Mepe OLIEHUTH U3 HIYKECIEIYIOMIEro OMICaHus, BKIIIOYAIOIIETO Clie-
IYIOIHE OIpeNeSiCHIsI TEPMIHOB 1 3aKIIOYUTEIbHBIE IpuMephl. ClleIyeT HOHUMATh, YTO OTIPEIeIeHHBIC OTIH-
YUTEIbHBIC PU3HAKK PACKPBIBAEMBIX COSAWHEHHWH M CIIOCOOOB, KOTOPBIEC IUIA SICHOCTH OMHCAHBI B KOHTEKCTE
OTJENBHBIX ACTIEKTOB, TAKXKE MOTYT HCIIOJIB30BATHCA B KOMOHMHAIIMHM B OJHOM acliekTe. B mpoTHBOMONI0KHOCTH
3TOMY, pa3INYHbIC OTIMIUTEIbHBIC MPU3HAKK PACKPHIBAEMBIX COCIMHEHUI M CIIOCOOOB, OMICAHHBIE IS KpaT-
KOCTH B KOHTEKCTE OJJHOTO acleKTa, MOTYT OBITh TAKKE MPEITOKEHBI IO OTJACIFHOCTH HIIH B JIFO00H MOAKOMOH-
HAIIWH.

Tepmun "ankun", UCHOIB3YEMBIA CAMOCTOSITEILHO WIIM B COCTABE TPYIIBI-3aMECTUTENS, OTHOCUTCS K all-
KWJIBHOHM TpYyINIle ¢ NPsSIMOM WM pa3BETBICHHOH Lembro, conepxameii ot 1 no 12 aromos yraepona ("Ci_pp"),
MPEIOYTUTENHHO oT 1 10 6 atoMmoB yriepoza ("Ci4") B memu.

[Tpumeps! ankuiapHBIX Tpynn BKiIroyaroT MeTii (Me, Ciankxwun) atwi (Et, Crankm), H-npormn (Csanknin),
n3onporun (Csankwr), oytun (Ciankwmr), nzooytun (Ciankwmr), BTop-0yTin (Cyankwmr), Tper-0yTin (Ciankmn),
neHTI1 (Csankwn), uzoneHtun (Csamkwn), TpeT-meHTrn (Csamkmn), rexcun (Cgqankui), n3orekcun (Cqallkun) u
TPYIIIBL, KOTOPBIE B CBETE 3HAHWHN CIIEIHAINCTA B JAHHOW 00JIaCTH TEXHHUKH U U/ICH, IPEICTaBICHHBIX B JAHHOM
JOKyMeHTe, OyIyT pacCMaTpUBAThCS KaK SKBUBAJICHT JTI0OOMY BBIIICYKa3aHHOMY IIPHMEPY.

Eciu B mTaHHOM TOKYMEHTE yKa3bIBAaeTCS JUAla30H aTOMOB yriepoa, Hanpumep, Cj¢, 3TO OXBAaTHIBAET BCE
JMaTna3oHbl, a TAK)Ke OTIENIbHBIE YUClia aToMOB yriepoaa. Hampumep, "C, 3" Bkmouaet C3, Ci,, Cy3, C, Co 1
C.

Tepmun "C,_galk" oTHOCHTCA K anudaTnueckoMy JMHKepy, coaepxaniemy 1, 2, 3, 4, 5 unu 6 aToMOB yrite-
pona, u BKirouaeT, Hanpumep, CH,, CH(CH;), CH(CH3)-CH, u C(CHj3),-.

Tepmun "-Cjalk-" otHOCcHTCs Kk cBsi3u. B Hekotopbix acmekrax Cigalk Moxer OBITH 3aMEIICH OKCO-
rpynnoit unu OH-rpynmnoii.

TepmuH "amkeHuN", UCMOIB3YEMBIH CaMOCTOSTEILHO WJIM B COCTaBE TPYIIBI-3aMECTUTENSI, OTHOCHTCS K
MIPSIMBIM ¥ Pa3BETBJIICHHBIM YTICPOIHBIM IIETsAM, UMetomuM oT 2 1o 12 atomoB yriepona ("C,.j,"), mpeamodrn-
TeapbHO oT 2 1o 6 aromoB yriepoaa ("C,¢'"), mpudeM yriepoaHas Ielb COACPKHUT MO0 MEHbBIIEH Mepe OIHY,
MPEIIIOYTUTEIFHO OT OHOM 10 IBYX, OoJiee MPEeAOYTHTEIFHO OJHY ABOMHYIO CBs3b. Hanmpumep, amkeHIIEHBIC
(bparMeHTHI BKITIOYAIOT 0€3 orpaHuueHus autwi, |-mporeH-3-un, 1-0yren-4-mmi, npona-1,2-1ueH-3-wr 1 T.11.

TepmuH "ankuHWI", UCTIOIB3YEMBIH CAMOCTOSTEIIFHO WM B COCTaBE TPYIIIBI-3aMECTUTENSI, OTHOCHTCS K
HPSIMBIM M pa3BETBICHHBIM YIJIEPOIAHBIM IETSIM, UMEIOIUM OT 2 1o 12 atomoB yriepona ("C,.j,"), npeanoyru-
TenbHO OT 2 10 6 aromoB yraepona ("C,y"), mpuueM yriaeponHasi IEb COACPXKHUT IO MCHBIICH Mepe OIHY,
MPEIOYTUTEIHFHO OT OJJHOM IO IBYX, 00JIee MPEAIOUYTUTEIHFHO OTHY TPOWHYIO CBS3b.

Hanpumep, ankuHun (gparMeHTHl BKIIIOYAIOT 0€3 OTpaHWYCHUS BUHWI, |-pomwH-3-wi1, 2-0yTHH-4-HI U
T.IL.

Tepmun "apuin" 0THOCHTCS K KapOOLMKIMYECKIM apOMaTHIECKUM IPYIIaM, IMEronuM ot 6 1o 10 atoMoB
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yriepona ("Ce.10"), TAKUM KaK QEeHMI, HAaQTUI U T.II.

TepmuH "HHKIOATKUI" OTHOCHUTCS K MOHOIMKIHYCCKAM HEAPOMATHYCCKUM YTIICBOJOPOIHBIM TPYIINaM,
nmetonumM ot 3 1o 10 atomoB yraeponaa ("Cs.io"), mpeamoututesbHo oT 3 10 6 atomoB yriepona ("Cs¢"). [pu-
MepBI TUKIOATKHIBHBIX TPYII BKIIOYAIOT, Hanpumep, rukionporui (Cs), muknooytun (Cy), nukmonentun (Cs),
mmkiorekenn (Cg), 1-metunukinonpormn (Cy,), 2-metmwmmukinonerntun (Cy), anamantanuit (Cig) U T.11.

TepMuH "TeTepONUKIOATKIIT" OTHOCHTCS K JIIOOOM MATH-ACCSITHIIICHHON MOHOITUKIMYECKON WIIH OUITHK-
JUYECKON HACKHIIMEHHOMN KOJBIEBON CTPYKTYpE, COAEpIKAIIEeH 10 MEHbBIIIEH Mepe OJMH TeTepoaToM, BHIOpaHHBIH
n3 Tpynmsl, coctosmeit m3 O, N u S. ['eTepolnkiIoankuiabHas TPyIa MOXET OBITh MIPUCOSANHEHA TIPH JTFOO0M
reTepoaToMe WM aTOME yIJIepoja B KOJbLE TaK, YTO B pe3ysbTaTe OHa IPEJCTaBIIsieT COOOH YCTOHMYHMBYIO
CTpYKTYpy. IIpuMephl MOAXOIAMIMX TETEPOIMKIOATKHIFHBIX TPYII BKIIOYAIOT O€3 OrpaHWYCHHS a3CIaHWI,
A3UPUIVHWI, a3eTUAMHWI, THUPPOIUINHII, TUOKCOJAHMI, UMUIA30 U IUHII, MHPA30IHIUHII, MUICPA3UHUIL,
MUICPUIUHILII, JHOKCAHMI, MOPGOIMHII, TATHAHWI, THOMODP(OIMHIII, OKCa3eMaHmWI, OKCUPAHIII, OKCCTaHUII,
XUHYKIMJIMHWI, TeTparuapodypaHuil, TeTparuAponrpan, IHIepasuam, rekcaruapo-SH-[1,4]auokennol2,3-
c]muppommi, 6enzo[d][ 1,3 ] aHOKCOTIIT U T.11.

TepMmuH "TeTepoapmIbHOE KOJBIIO" OTHOCUTCS K MOHO- WIJIM OUITMKIMYECKON apoMaTHUeCKOH KOJBIICBOH
CTPYKTYpE, BKJIIOUasi aTOMBI yTJIEPOAa, a TaKKe BIUIOTH J0O YETHIPEX TeTepOaTOMOB, BEIOPAHHBIX M3 a30Ta, KH-
cJopoJia U cephl. ['eTepoapuibHbIe KOJbIIa MOTYT BKITIOYATh B ceOs B 001l cioskHOCTH 5, 6, 9 nim 10 xosbiie-
BbIX aTOMOB ("Cs.1o"). IIpuMepsl TeTepoapiiIbHBIX TPYII BKIIIOYAIOT 0€3 OrpaHudeHHs TUPPOIH, Qypw, Tre-
HIJI, OKCA30JIMJI, MMHIA30JIIUI, MTUPA30IIMI, W30KCA30JMWI, W30THA30JIWI, TPHA30IHI, THAIMA30JIMI, THPHINIL,
MUPUAA3UHII, THPAMUIWHII, TIAPA3HHWI, THPAHWI, QYPaHWI, HHAOIH3UHII, WHIOIHI, N30WHIOIUHIII, HH/AA-
3051, OeH30(ypHII, OEH30THEHMIT, OEH3UMU1A30 11, OEH3THA30IIMII, ITyPHUHIII, XHHOJIU3UHIII, XUHOJIMHA, U30-
XUHOJIMHWI, U30THA30JIM, [IMHHOJIUHII, (TaJa3uHII, XHHA30JIUHIUI, XHHOKCATUHII, HAQTHPUIUHII, ITCPU-
JIAHHI | T.11.

Tepmun "ranoren" npencrasisier coboi xiyop, ¢prTop, 6pom wiam Hon. TepmuH "ramoreHo" mpenacTaBiseT
coboit xi10p, Gprop, OpoM M Hox.

TepmuH "TajgoreHaIKuI" OTHOCUTCS K alIKHJILHOMY ()parMeHTy, B KOTOPOM OJUH HIIM HECKOJIHLKO aTOMOB
BOJIOpOJa OBLIM 3aMEIICHBI OJHUM WJIH HECKOJNBKIMH aTOMaMH Trajorera. OQHUM MPUMEpPOM 3aMECTHTEINEH sB-
nsercs Grop. [IpeanoyTuTenbHBIE TONOTEHATKWIBHBIE TPYIIIBI HACTOSIIETO PACKPHITHS BKIIIOYAIOT B ce0S TpH-
TaJIOTCHUPOBAHHBIC ANTKWIBHBIEC TPYTIITEI, TAKHE KaK TPU(TOPMETWIHHBIE TPYTIITHL.

TepmuH "okco" oTHOCHUTCS K parMeHTy a=0, B KOTOPOM JIBa BOJOPOJIa U3 OJHOTO M TOT'O YK€ aToMa yriie-
poma OpuTH 3aMemieHsl KapOoHwmroMm. Hampmmep, OKco3aMemIeHHBIH NHPPOTUAWHIIIBHBIA (ParMEHT MOXKET
MPEJCTaBIATh COOOU TTHPPOIUINH-2-OHOBBIN (parMeHT WM MUPPOITHINH-3-0OHOBBIN (PparMeHT.

Tepmun "6eH30(hypanmn” npeacTasisier coOoi cienyromuii pparMeHt:

7 1

5 O
2

5 Y

4 3

berzodypanmnbHbI PparMeHT MOXKET OBITh PUCOESAWHEH TI0 JIIOOOMY OJTHOMY M3 aTOMOB yTIJIepo/a B 1O-
Jtoxennu 2, 3,4, 5, 6 nin 7.
Tepmun "6en30[d][1,3] anokconmn" npeacraBiseT cleayomui GparMenT:

7 1
6 @]
)
5 o)
4 3
Benso[d] [ 1, 3] nuokconmibHBIN GparMeHT MOKET OBITH MPUCOETUHEH I10 JIIOOOMY OJHOMY U3 aTOMOB yT-

nepona B monoxenuu 2, 4, 5, 6 wiu 7. B Tex acmekrax, B kotophix 6eH30[d][1,3]nuokcommibHbIi pparMeHT 3a-
MEIIICH TaJIOTEHOM, TPEAMOYTHTEIBHBIMHI SBIISFOTCS CICAYIOMINE (PParMeHTHI:

7 1 7 1
Ul 1O
F F
5 (o] 2 5 O
4 3 4 3
Tepmun "6eH30THOGEHIT" TPEACTABIIAET COOOM CeMyIONHi pparMenT:
7 1
) S,
2
Y/

5
p 3

BbenzotnodeHMIBHEIN (hparMeHT MOXKET ObITh TPUCOESAUHEH IO JI0OOMY OJHOMY M3 aTOMOB yTiiepoja B
rmoJjokenunu 2, 3,4, 5, 6 uu 7.
Tepmun "¢denmn" npeacTasisieT codoi crueayromyo (yHKINOHAIBHYIO IPYIIIY:
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DeHMTBbHBIN parMeHT MOKET OBITh IPUCOSAMHEH T10 JIIOOOMY M3 aTOMOB YIJIepoIa.
Tepmun "HadTamuamw" (T.€. HAPTHIT) MPEACTABIAET COOOM CIASIYIONINA (PparMeHT:
5 4

6 3

8 1
HadranuammsHerid pparMeHT MOXKeT OBITh MPUCOSIUHEH TI0 JTI0OOMY OJHOMY M3 aTOMOB YIJIEpOJa B TO-

noxenuu 1,2,3,4,5,6,7 wimn 8. TepmuH "mupuawmt” MpeacTaBIseT CASAYIOMUN GparMeHT:

1

N
6 X 2

5N F 3
4
[TupuauibHEIA parMeHT MOXeET OBITh NPUCOCTUHEH Yepes3 JII000H OMH M3 aTOMOB Yyriepoja B IOJI0XKe-
Huu 2, 3, 4, 5 unu 6.
TepmuH "HpUMUIMHII" TIPECTABIISET CIICAYIONINNA (parMeHT:

1
6 @ 2
5N 2N 3
4
[MupuMuAMHUIBHEIA QparMeHT MOXKeT ObITh MPUCOEANHEH Yepe3 JTI000H OJUH M3 aTOMOB Yyriiepoja B HOo-

JIoKeHuu 2, 4, 5 unu 6.
TepmuH "mUpasuHU" IPEACTABISCT CASAYIONUN PparMeHT:

1
N
6 [ j 2
5 N/ 3
4
[Mupa3uHUIBEHBIA QparMEeHT MOXET OBITh MPUCOCIUHCHA Yepe3 JIF000H OJMH U3 aTOMOB YTIIEpO/ia B TOJO-

>)keHuu 2, 3, 5 wim 6.
TepmuH "nMpuIa3uHUI" TIPEACTABISIET CIEAYIOMUI (hparMeHT:

1
6 | N\\NZ
5 = 3

4
[Mupuaa3MHUIBHEIN (pparMEeHT MOXKET OBITH MPUCOCAWHEHA Yepe3 JIF000H OJMH U3 aTOMOB YTIIepoJia B IO0-
noxxenuu 3, 4, 5w 6. TepMuH "upa3onwr” IpeacTaBiIsIeT CIeIyIONui GparMenT:

1
4 3
[Mupa3zonnibHbli (parMeHT MOKET ObITh MPHCOCIMHEH Yepe3 JI000H OAWH U3 aTOMOB Yriepoja B IOJIO-
skenud 1, 2, 3, 4 umm 5 atomoB. Tepmud "tuodennn” np1e;[0TaBn;{eT c000i1 creayIoNyo TPyYIITY:

S
O
4 3

TurodeHmTpHas TpyIIa MOKET OBITh MPUCOSINHEHA Yepe3 JTI000e U3 pacrosioKeHul 2, 3, 4 uiau 5 aTOMOB
yriepoa.

Tepmunr "muuakep-PEG-OmotwH" oTHOcHTCS K (parMeHTy, conepxkamniemy -imHkep-PEG-CH,-NH-
onotnHmw1. CoeTMHEHNsI B COOTBETCTBHH C HACTOSIIIMM M300peTeHNEM, KOTOPhIE BKIIIOUAIOT ()parMeHT JIMHKep-
PEG-61oTuH, MOTYT IPUMEHSATHCS B COOTBETCTBUH C JIFOOBIM U3 CIIOCOOOB, ONMMCAHHBIX B HACTOSIIEM JOKYMEH-
Te. B KauecTBe anbTepHATHBBI COCMHEHUSI B COOTBETCTBHH C HACTOSIINM H300pETEHUEM, KOTOPbIE BKIIOYAIOT
¢parment nuHKep-PEG-0HMOTHH, MOTYT IPUMEHSTHCS B KAYECTBE IUArHOCTUYECKUX 30H/IOB B COOTBETCTBHH CO
croco0amu, U3BECTHBIME U3 YPOBHSI TEXHUKU. [IpeOYTHTEIBHBIC THHKEPBI U3BECTHEI M3 YPOBHS TCXHUKH, IPU
stom smHKep -CH,-NHC(O)-(CH,);-C(O)-NH-CH,- sBnsiercsi ocoOeHHO npennouTHTensHbIM. [Ipennodrurens-
Heie PEG-(parMeHTsl BKITIOYAIOT IO MEHBIIEH Mepe IBa Wi Tpu moBTopsiontuxcs pparmenra -CH,-CH,-O-.
IIpeanoururenpHbIM pparMenToM JuHKep-PEG-0M0THH sSBIsSIETCS
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TepmuH "nUnepuIMHIWIT" IPECTABIISET COO0H Cleayromui (parMent:

Korma numnepuuHUIBHBIA (parMeHT MPeacTaBisieT co00# 3aMECTHUTENb, OH MOXKET OBITh MPHUCOCIANHEH I10
MOOOMY OJTHOMY M3 aTOMOB B TIoJIoKeHUH 1, 2, 3, 4, 5 wim 6, Kak 9TO TOMyCKaeTCsI.

TepmuH "TUppOTUAMHAN" TIPEACTABISET COOOH CIIEAYIONIYIO TPYIIITY:
1

4 3
Korpma muppomuanHWIEHBINA (ParMEeHT TPEACTABISICT COO0H 3aMECTUTENh, OH MOXKET OBITh MPHCOCIUHCH
10 JIIOOOMY OJTHOMY M3 aTOMOB B TIOJIOKEeHUH 1, 2, 3, 4 Win 5, Kak 9TO OTYyCKaeTcsl.

TepmuH "okcazenaHmI" OTHOCHTCS K 7-4JICHHOMY TeTePOIMKIOATKUIBHOMY (PparMeHTy, HIMEIOIIeMy OUH
aTOM a30Ta B KOJIbIIE W OJUH aTOM KHCJIOpona B Koible. [IpuMepsl BKIIOUAOT 1,3-0KcazenaHmiIbHbIA U 1,4-

N/J N
OKCa3eMaHWIbHBIN (parMeHTHI ko 1,3-okcazenanmn °~ 1,4-oKca3enaHuIL.

Korna okcazenanmnbHbIN (parMeHT MpecTaBisieT cCOO0H 3aMECTHTENb, OH MOXKET OBITh NMPHUCOEANHEH T10
1000My aTOMY YIJIepo/ia B KOJIbIIE HITH IO aTOMY a30Ta, KaK 3TO JOMYCKaeTCsl.

TepmuH "azupuanHUI" TPENCTABISET 3-WICHHBIH T'eTepOLMKIOATIKHIBHBINA (parMeHT, UMEIOIUA OIUH
aToM azoTta B Kouble. Korna asupunuHWIBHBIN QparMeHT mpeacTaBisieT co00i 3aMecTUTENb, OH MOXKET OBITH
MPUCOEIUHEH I10 JTI000MY aTOMy yTJIEpOoJa B KOJIBIIE HIIH MO aTOMY a30Ta, KaK 3TO JOIYCKAaeTCsl.

Tepmun "azeTUIUHWI" TPEACTABIACT 4-4JCHHBIA TeTEPOIMKIOATKWIBHBIA (QparMeHT, UMEIONNA OIUH
aToM a3oTa B Koiblie. Korna a3eTHIUHMIBHBINA (parMeHT MpeCTaBiIseT cOOOH 3aMECTHTENb, OH MOXKET OBITH
MPUCOEIUHEH I10 JTI000MY aTOMy yTJIEPOJia WX 110 aTOMY a30Ta, KaK 3TO JOITyCKaeTCsl.

Tepmun "azemanun" TPENCTABISIET COOOW 7-WICHHBIM TETEPOIMKIOAIKIILHBIN (parMeHT, WMEIomui
OJIMH aTOM a30Ta B Kouiblle. Korna asenaHuiIbHBIN (parMeHT NpecTaBIseT cO00i 3aMECTUTENb, OH MOXKET OBITH
MPUCOEIUHEH I10 JII000MY aTOMy yTIJIEpOJia WX 110 aTOMY a30Ta, KaK 3TO JIOITyCKaeTcsl.

TepmuH "XUHYKIHAMHII" TPENCTABISIET COOOH CIIeayIOmuil hparMeHT:

@

N
B packpeiTum, Korna XMHYKIUIAHWIBHBINA (parMeHT mpeacTaBisieT co00i 3aMeCTHTeNb, OH MOXET ObITh
MIPUCOEANHEH K coerHeHnto Gopmyibl (1) o 1r060My OHOMY M3 aTOMOB YIIIEpOia B KOJIBIIE.
TepMmuH "UMUIA30TUIUHAT" TIPEICTABISIET COOOH CIIEAYIOMINN (parMeHT:
1

2
N
ey
4

Korma mMua3onnanHUIbHEIA (parMeHT MpeAcTaBisieT co00H 3aMeCTHTENb, OH MOXET OBITh NMPHCOEAH-
HEH 10 JIT00OMY OJTHOMY M3 aTOMOB YIJIepoja B ImojioxeHud 1, 2, 3, 4 wm 5, kak 1ormyckaeTcs.
TepmuH "nunepasuHmI" MpeACTaBISET COOOH CIIETYIONIYIO TPYIILY:
1

5 N 3
4

Korpa nmunepa3suHWIBHBINA (parMeHT SBISCTCA 3aMECTUTEIIEM, OH MOXKET OBITh MPUCOCIUHEH 10 JTI000MY
OJIHOMY U3 MOJIOKeHu 1, 2, 3, 4, 5 unu 6 aTOMOB, KaK A0MyCKaeTCs.
Tepmunr "MophommHuIT" ipeacTarisier co00# CIeAYIONTYIO TPYIIITY:

1
o

5 N 3
4

-5-
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Korma MopponvHUIBHEIA (parMeHT mpeAcTaBiIseT co00i 3aMECTUTENh, OH MOXKET OBITh MPUCOCIMHEH IO
JMF000MY OJTHOMY U3 TIOJIOXKEHUH 2, 3, 4, 5 uinu 6 aTOMOB.

TepmuH "TeTparuaponupanmi’ MPeACTaBIsAET 6-UWICHHBIH TeTePOIMKIOATKIIBHBIN (pparMeHT, UMEIOINH
OIIMH aTOM KHCJIOpOJa B KOJbIlE. TeTparuaponrpaHiiIbHBIN (pparMeHT MOKET OBITh MPUCOSAWHEH IO JTI000MY
aTOMy yTJIepofa B KOJBIIE.

Tepmun "Terparuapodypanun” MpencTaBisieT S-4JICHHBIH TeTepOIUKIOATKUIBHBINA (GparMeHT, UMEIOH
OJIMH aTOM KHcIiopona B Koublie. TerparuapodypaHuiabHbIA (parMeHT MOXKET ObITh MPUCOCTUHEH I10 JII00OMY
aTOMy yTJIepofa B KOJIBIIE.

B koHTeKcTe HacTOSIIIEro TOKyMeHTa TepMHH "coeanHenue(s) popmyis (I)" BKIIloUaeT Takue coeTMHEHHS
"thopmyist (I)", a Takxke coenuHeHus Mmodoro noasuaa Gopmyssr (I).

"®apMarieBTHYEeCKHA MPUEMIIEMBIA" O3HAYACT OJOOPCHHBIN WM TOJUICKAIIIA 0T00PCHUIO 3aKOHOIATENb-
HBIM YYpEeXKICHHEM (elepaabHOrO MPABUTEIbCTBA MU MPABUTEIBCTBA IITATA WK COOTBETCTBYIOIICTO YUPEK-
neHus B crpanax nomuMo CIHIA wmm npuBenennstii B ®@apmaxonee CLIA wim npyrux oOmenpu3HaHHBIX (dap-
MAaKOIIesX C IeTbI0 UCIIOIB30BaHUS IS )KUBOTHBIX |, 00JIee KOHKPETHO, IS YEIOBCKA.

"®dapmareBTHYECKN TIpHeMIieMasi COJb" OTHOCHUTCS K COJU COEAWHEHHS 110 HACTOSIIEMY H300pPETCHHIO,
KOTOpasi sBIsETCS (hapMalleBTUYECKH MPHUEMIIEMOW M KOTopas oOiamaeT HeoOXOoauMol (GapMaKoIorHIecKOn
AKTUBHOCTBIO MCXOJHOTO COEIWHEHHA. B 9acTHOCTH, Takue COJU SBISIOTCS HETOKCHYHBIMHU, MOTYT OBITH HEOP-
TAaHWYECKUMH HIIH OPTaHWMYECKHMHU KHCIIOTHO-aJUTHBHBIMH COJISIMH WIIM OCHOBHO-aIINTHBHBIMH COJISIMH. B
YaCTHOCTH, TaKWe€ COJM BKIIto4aroT: (1) comu MpUCOeTUHEHMS KHCIIOTHI, 00pa3oBaHHbIE U3 HEOPTAaHMYECKHX KH-
CJIOT, TAKMX KaK COJISTHAsl KHCIOTa, OPOMICTOBOAOPOAHAS KHCIOTA, CEpHAs KHUCIIOTA, a30THAs KHACIOTa, hocdop-
Hasl KUCJIOTA U T.I1.; WJIM O0pa30BaHHBIC C OPraHMICCKUMHU KHCIOTAMH, TAKUMH KaK YKCYCHAs KUCJIOTa, TpUpTo-
PYKCYCHasl KHACJIOTa, MPOIMTHOHOBAs KUCIIOTa, KAPOHOBAsT KUCIIOTA, IUKIONCHTAHIPOIIMOHOBAs KHUCIOTA, TIIHKO-
JieBasi KUCJIOTa, MUPOBHUHOTPAIHAS KHCIOTa, MOJIOYHAs KHCJIOTAa, MaJOHOBAs KUCIIOTa, SHTapHAs KUCIOTa, s0-
JIOYHAsT KUCJIOTA, MaJICMHOBAs KHCIOTa, (hyMapoBas KUCIIOTa, BUHHAS KUCIIOTa, TIUMOHHAs KHCIOTa, OCH30MHAS
KHCIOTA, 3-(4-ruapoKcrOeH30MI)0CH30WHAS KACIOTa, KOPUYHAS KHCIIOTa, MUHJAIbHAS KUCIIOTa, METAHCYIb(O-
HOBas  KHCJIOTa,  OTAaHCYJh()OHOBAas  KHUCIOTA, 1,2-3TaHmucynb(GoHOBass ~ KHUCIOTa,  2-THAPOKCH
JTaHCYNb(OHOBAasE  KHCIOTa, OCH30JCYIb()OHOBAsT KHUCIOTa, 4-XI0pOCH30JICYIh(POHOBAasS KHCIOTa, 2-
HapTaTMHCYIb(QOHOBAs KUCIIOTa, 4-TONYOJICYylb()OHOBAS KHUCIOTa, KaMm@popcyab(hoHOBas Kuciora, 4-
METHIOUTINKIIO[2.2.2]-0KT-2-eH- | -kKapOOHOBasT KUCIOTa, TIIOKOTEITOHOBAsI KUCIIOTA, 3-(DeHUITPONTHOHOBAs KH-
CJIOTa, TPUMETWIYKCYCHAsI KHCIIOTA, TPET-OYTIIIYKCYCHAs KHCIIOTA, JIAypHIICEpHAsT KUCIIOTa, TITFOKOHOBAS KH-
CJIOTa, TIYTAMHHOBAsI KHUCJIOTa, THAPOKCHHA()TOWHAS KUCIIOTA, CAJHMIMIOBAs KUCIIOTA, CTEApWHOBAs KHCIOTA,
MYKOHOBasi KHCJIOTa W T. I, WK (2) colu 00pa3oBaHHBIC, KOTJa KHCIOTHBIH MPOTOH, MPUCYTCTBYIONIUI B HC-
XOJTHOM COCTMHCHHUU, 3aMCIIICH OJTHUM W3 HOHOB METaJlIa, HAPUMEp HOH MISIOYHOTO METAllIa, HOH IIEI0YHO-
3EMEJBHOTO JJIEMCHTA WJIA WOH aOMHUHHS; WIA KOOPIUHHUPYETCS C OPTaHUYCCKAM OCHOBAaHUEM, TAKMM KakK
JTaHOJIAMHUH, NUITAHOJIAMHH, TPHATAHONAMUH, N-METHITTIOKaMUH U T.M. COJH JOMOJHUTEIBHO BKIIOYAIOT,
TOJIBKO B KauecTBEe MpUMepa, HATpUil, Kajauil, KaJbLKUHA, MarHui, aMMOHUH, TeTpaaJKUJIAaMMOHUN U T.IL.; U TpU
9TOM COCIMHCHUE COJACPIKUT OCHOBHYIO (DYHKIIMOHAIBHYIO TPYIITY, COJIM HETOKCHYHBIX OPTaHWYCCKUX MM He-
OpPTaHMYECKHX KHCJIOT, TaKWe KakK THIPOXJIOPHI, THAPOOPOMHUI, TapTpaT, Me3WIaT, aleTar, Majear, okcajaaT u
T.IL.

"®@apMareBTHYECKN PUEMIIEMOE CPEJICTBO JTOCTABKU" OTHOCHUTCS K Pa30aBUTEINIO, aAbIOBAHTY, dKCITUIIH-
€HTY WJIM HOCHUTEIIIO, C TIOMOIIIBI0 KOTOPOTO BBOJUTCS COSAMHEHIE HACTOSIIETO PACKPHITHS H300PETCHHUS.

Tepmur "dapManeBTHUECKA TMPHEMIIEMBIA SKCIAMUEHT" 03HAYaeT BEMIECTBO, KOTOPOE SIBISETCS HETOK-
CUYHBIM, OMOJIOTUYCCKU TIEPECHOCHUMBIM M UHBIM 00pa30M OMOJIOTHYCSCKU TPUESMIICMBIM JIJIsI HA3HAYCHUS CyObeK-
Ty, TaKO€ KaK MHEPTHOE BEIIECTBO, N0OABICHHOE B (hapMaKOJIOTHUCCKYIO KOMITO3UIIMIO MITH UHBIM 00pa3oM HUc-
MOJIb30BAHHOE B KAUECTBE HOCHUTEIIS, HECYIICH Cpeibl WK pa30aBUTENs IS MOBBIMICHUS Y(P(PEKTHBHOCTH arcH-
Ta U COBMECTUMOE C STHM arcHTOM. [IpuMephl 3KCIUIMEHTOB BKJIIOYAIOT B ce0s KapOoHAT Kamblws, (ocdar
KaJbIIYs, pa3IMYHbIC caXapa U TUIBI KPaXMajoB, MPOU3BOIHBIC ICIUTIONIO3B], KENATHH, PACTUTEIBHBIC Macia U
TOJIMA TUJICHT TUKOJIH.

"CyObekT" BKIIOYaeT B ceOsl 4yenoBeka. B HacrosmeMm JOKyMEHTE TepMHUHBI "denoBek", "marnueHt" u
"cyOBeKT" IPUMEHSIOTCS Ha B3aMMO3aMEHSIEMOH OCHOBE.

"N3neuenne" wim "nedeHne" Kakoro-JIn00 3a00JIeBaHUS HITH PACCTPOMCTBA OTHOCUTCS B OJTHOM BapHaHTE
OCYILECTBIICHHS K 00erdeHuio 3a00eBaHUs WM PACCTPONCTBA (T.€. MPEKPAIICHUIO MIIM YMEHBIICHHUIO Pa3BH-
TS 3200JIEBaHUS WIIH 110 MEHBIIIEH Mepe OJHOTO M3 €0 KIMHIMYECKUX CUMIITOMOB). B npyrom BapmanTe ocytie-
CTBJICHHS "JeueHue" OTHOCUTCS K OOJIETYEHHUIO 10 MEHbIIeH Mepe OJHOro (PH3UYecKOoro mapamerpa, KOTOPHIH
MOJKET HE OBITh PACIO3HAH CYOBEKTOM. B elie oHOM BapuaHTe OCYIIECTBIICHUS "nedeHue" OTHOCUTCS K MOJTY-
JUPOBAHUIO 3a00JICBAHMS WM PACCTPOUCTBA JHOO (PH3MYECKH (HAIpUMEp, CTAOWIHM3AlUU PACIO3HABAEMOTO
CHMITOMA), TH00 (HU3HOJIOTHYECKH (HampuMmep, cTabuin3anny (U3NIECKOro rnapamerpa), oo oboux. B eme
OJTHOM BapHaHTE OCYILIECTBICHUS "JIeUeHUE" OTHOCUTCS K OTCPOYKE Havaja 3a00JCBaHUS UK PACCTPOUCTBA.

"CoeIMHCHHST HACTOSIIETO PACKPHITHSA U300pETCHHA" M YKBUBAJICHTHBIC BBIPAKCHUS IPETHA3HAYCHBI IS
TOT0, YTOOBI OXBAaTUTh coeAuHeHUs (opMynsl (I), Kak OMHMCAaHO B HACTOSAIEM JOKYMCHTE, IIPH 3TOM YKa3aHHOE
BBIpa)KEHHUE BKJIFOYAET B ce0s (hapMalleBTHUECKH MIPUEMIIEMBIE COJIM U COJIbBATHI, HAIIPUMEP THUAPATHI, TaM, TIe
9TO JIOMyCKaeTcss KOHTEKCTOM. AHAJIOTHYHBIM 00pa3oM, CChUIKA Ha MPOMEKYTOUYHBIE COSANHEHHS, HE3aBHCUMO
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OT TOTO, 3asIBIICHBI JJU OHM CAMH WJIH HET, MPCAMONIaracT OXBAaT MX COJEH W COJNBBATOB, €CIU 3TO JOMYCTUMO
KOHTEKCTOM.

Hcrmonb3yeMblil B HACTOSIIEM TOKYMEHTE TEPMUH "H30TOIMHBINH BApUAHT" OTHOCUTCS K COCTMHEHUIO, KOTO-
poe COIEeP)KUT HEeCTECTBEHHBIC MPOIOPIUH H30TOMOB y OJHOTO WM 0oJiee aTOMOB, KOTOPEIE BXOAST B COCTaB
Takoro coenuHeHus. HanmpuMmep, "M30TOMHBIA BapuaHT" COSIMHEHUS MOXKET OBITh MOMEUEH PaTuOMETKOH, T.C.
coJiep>KaTh OJMH WJIM 0OoJiee HepaJMOaKTHBHBIX W30TOIOB, TAKUX KaK, HAIPUMED, ACUTEPHI (2H nmm D), yrie-
poxn-13 (**C), a3or-15 (°N) u 1.11. CiefryeT IOHUMATh, YTO B COCAMHECHHH, B KOTOPOM MPOH3BOIXUTCS TAKAS H30-
TOTIHAS 3aMEHa, CIEAYIOIINE aTOMBI, €CJIM OHU MPUCYTCTBYIOT, MOTYT pa3IM4aThecs, Tak YTO, HAIPUMeED, JTI000MH
aToM BOJOPOJIA MOKET TPECTAaBIATh co6oii “H/D, moBoii aToM yriepoia MOKeT MpeAcTaBIaTh co6oit °C wiu
M060#t aTOM a30Ta MOKET MPEACTABIATH co60it °N, U MPHCYTCTBHE M Pa3MEIICHHE TAKHX aTOMOB MOXET OBITh
OTIPEICIICHO B paMKaX KBaNIM(UKAIMK B JAHHOH 001acTH. AHAJOTHYHBIM 00pa30oM HACTOSIICE PACKPBITHE H30-
OpeTeHUsT MOXKET BKJIOYATh B CeOsl MOJrOTOBKY M30TOIHBIX BAPUAHTOB C PATUOU30TONAMH, B CIIydae, HAMPH-
Mep, €CJIM MOJYYCHHBIC COCTUHECHUS MOTYT OBITh MCIIONB30BAHBI JJIsl UCCICIOBAHHS PACIPEICICHUs JIEKapCT-
BEHHBIX CPEJICTB W/WIM CyOCcTpara B TKaHsAX. VIMeromue paroakTHBHYIO METKY COCIMHCHUS HACTOSIIETO pac-
KPBITHS M300pETCHNS MOKHO HCIOJIB30BaTh B JMATHOCTHYECKUX METOHAX, TAaKHX KaK OJHO(OTOHHAS dSMHUCCH-
oHHasi KoMmbioTepHast Tomorpadust (OD®IKT). PaxroakTHBHBIE M30TOMBI TPHTHS, T.¢. “H, n yrmepona-14, T.e.
"C, ABIAIOTCH OCOBEHHO MOIXOANMME B CBSI3M C MPOCTOTOH MX BKIIOUCHHS M HATHIHEM TOTOBBIX CPEICTB
oOHapyxeHHs. JOMOTHUTEIEHO MOTYT OBITh MOJYYEHBI COCTUHEHUS, 3aMEIICHHBIC MTO3UTPOH-M3IIydalomuMU
msoromamu, Hampumep 'C, *F, O u "N, u oHE 6yayT MOAXOMAIIMME ISl MCCICIOBAHUN CIIOCOBOM MO3H-
TPOHHO-dMHUCCHOHHOH Tororpaduu (PET) nis u3ydeHus 3aHATOCTH PELENITOPOB B CyOCTpaTax.

Bce u30TOIMHBIC BapHaHTHl COCTUHEHUI HACTOSIIETO PACKPBITUS W300PETEHIsSI, HE3aBUCUMO OT TOT'O SIBJISI-
FOTCS JI OHU PAJHOAKTHBHBIMY WIH HET, IPEAHA3HAYCHBI IS TOTO, YTOOBI OXBATHIBATHCS 00BEMOM HACTOSIICTO
M300peTeHMS.

Kpowme Toro, ciieayeT moHUMATh, YTO COCTUHEHUS, KOTOPhIC UMEIOT OJHY H TY K€ MOJICKYJISIPHYIO QopMy-
Ny, HO pa3IMYyaroTcs MO XapaKTepy WIH MOCIIeI0BATEIIFHOCTH MPUCOCTUHCHHS CBOUX ATOMOB HJIM PACIIONIOkKE-
HUIO 3TUX aTOMOB B ITPOCTPAHCTBE, Ha3BIBAIOTCS "m3oMepamMu’. FI3oMephl, KOTOPBIE OTIIMYAIOTCS IPYT OT Apyra
0 PACIIOJNIOKESHHUIO CBOMX aTOMOB B IPOCTPAHCTBE, HA3BIBAIOTCS "cTepeon3oMepaMu', HApUMeEp AracTepeoMe-
PBI, SHAHTHOMEPHI M aTPOTION30MEPHI.

Crepeomn3oMephl, KOTOPbIE HE SBIIOTCS 3epKaJbHBIM OTPakKeHHEM JIpYT Apyra, Ha3bpIBAlOTCs "muactepeo-
MepaMu', a Te U3 HUX, KOTOPBIE SBISTIOTCS 3€PKAIBHBIMU N300payKeHUSIMA, HE COBITAIAIONIIMHI TIPH HAJIOKCHUN
JIpYT Ha Jpyra, Ha3pIBaroTCs "sHaHTHOMepamu". Ecim y coeqMHEHHS aCUMMETPUYHBIN IEHTpP, HAIpUMep OHO
CBSI3aHO C YETBIPHMSI PA3TUYHBIMU TPYIIIAMH, BO3MOXHA TTapa YSHAHTHOMEPOB. JHAHTHOMEP MOXKET XapaKTepH-
30BaThCsl a0CONIOTHON KOH(UTrypamueil CBOEr0 aCHMMETPHYHOTO IIEHTPA W ONHCHIBACTCS MpaBWiIaMu R- u S-
nocienoBarensHocTH Kana u [Ipenora win o HampaBiIeHHIO (B KOTOPOM MOJICKYJia BpallaeT IIOCKOCTh ITOJIS-
PHU30BaHHOTO CBeTa), 0003HAYAEMOMY KakK IpaBO¢ BpalllcCHUE WX JieBoe BpamieHue (T.e. kKak (+)- wiu (-)-
M30MEpPHI COOTBETCTBEHHO). XMpPaJbHOE COCAMHEHHUE MOXKET CYIIECTBOBAThH JHMOO B BHIE CaMOCTOSITEILHOTO
JHaHTHOMEpa, 100 B BUJE UX cMecu. CMech, coJiepKamiasi paBHbIC JJOJIM YHAHTHOMEPOB, Ha3bIBaeTCs "pareMu-
YecKOl cMechio".

"ATporon30Mephl" OTHOCATCS K CTEpEeOM30MepaM, KOTOphIC TIOSBISIOTCS B Pe3yJbTaTe 3aTPYIHCHHOTO
BPAIICHAUS BOKPYT OJMHAPHOMN CBS3H.

Tepmun "TayToMepsl" OTHOCHUTCS K COSAWHECHUSM, KOTOPBIE MPEICTABISAIOT COOOH B3aMMO3aMeHsIeMbIe
(hOpMBI COETMHEHUS ONPEICIICHHOM CTPYKTYPHI U Pa3MYaIOTCs 110 CMEIICHUIO aTOMOB BOJOPOJA U AJIEKTPOHOB.
Takum 00pa3zoMm, 1B CTPYKTYpPBI MOTYT HAXOAWTHCS B PABHOBECHHU 3a CYET ABIDKEHHS T-3JIEKTPOHOB M aTOMa
(xak mpaBuio, aroma H). Hanmpumep, €HOJBI U KETOHBI SBIISTIOTCS TaAyTOMEpPaMH, TIOCKOJIBKY OHH OBICTPO Tpeo0d-
pasyroTcs Ipyr B Apyra Mpu 00pabOTKe KUCIOTON Wi OCHOBaHHEM. EIllle OHUM MPUMEPOM TayTOMEPHH SIBIIS-
IOTCSL KUCITO- U HUTPO(GOPMBI (DCHITHUTPOMETaHA, KOTOPhIC aHAJIOTHYHBIM 00pa3oM 00pa3yroTcs myTeM o0pa-
OOTKH KUCIIOTOW WIIK OCHOBAaHUEM.

TayroMepHbie POPMBI MOTYT HMETh OTHOIICHUE K JOCTIKCHHIO ONTHMATBHON XUMHYCCKOW aKTUBHOCTH H
OMOJIOrMYeCKOH aKTUBHOCTH HHTEPECYIOLIETO COCTUHEHHMS.

CoeIMHCHHS TaHHOTO PACKPBITHS H300PETCHHS MOTYT UMETh OJIMH MU 00Jee aCHMMETPUYHBIX [ICHTPOB;
TaKuM 00pa30M BO3MOXHO TOJIYICHHE TaKUX COSIMHEHMI B KadecTBe oTAeNbHBIX (R)- mmn (S)-crepeonzomepon
WM UX CMECEH.

Ecmu He yka3aHO WHOE, ONHMCaHNE WM Ha3BaHWE KOHKPETHOTO COCOMHEHUS B ONMHCAaHHWU M (HopMyse H30-
OpeTeHusT BKIIIOYAET B Ce0s KaK OTACIbHBIC SJHAHTHOMEDPHI, TAK U MX CMeCH (palleMHUYecKue WIn apyrue). B Ha-
CTOSIIIEM OTHCAaHWH JIF00ast cBOOOIHAS BAJICHTHOCTH, BO3HUKAIOIIAS IIPY aTOME yIJIepoja, KACIOpOoIa WK a30Ta
B JTF000W OMHMCAHHON B HACTOSIIEM TOKYMCHTE CTPYKTYpE, YKa3bIBacT Ha MPUCYTCTBHE aToMa BOJOpoza. Tam,
I/ie B CTPYKTYype HAXOMUTCS XHMPAIBHBIA IICHTpP, HO JUIS 3TOTO IIEHTpPA HE MOKa3aHa KOHKPETHAs CTCPEOXUMEUS,
00a 3HaHTHOMEpa, OTICIBEHO WK B BUJC CMECH, OXBATBHIBAIOTCS TaKol cTpykTypord. CriocoOBI OTpe/IeIeHUs CTe-
PCOXUMHH U Pa3JeICHUs CTEPEON30MEPOB XOPOLIO U3BECTHBI B TAHHOW 0OJIACTH.

Hacrosimee n3o0perenne otHocutes K coequHeHusM Qopmyst (1)
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rne R! npeacrasiseT codboit H;

R’ BBIOMPAIOT M3 TPyNIbI, cocTosmieit n3: CH,-IuKnorekcmna, riae MUKIOreKCHi Heo0s3aTeTbHO 3aMeleH
OH; 3-runpokcuamgamanTtai-1-mia u C;_gIIUKIOATKHIa, He0OSI3aTeIbHO 3aMEIIeHHOTO 1, 2 WM 3 3aMeCcTUTeIIs-
MU, KaXJIblii U3 KOTOPBIX HE3aBUCHUMO BBIOpaH W3 Tpymmsl, coctosmed u3 OH, ramorena, C,¢ankmina, Cigra
norenankmna, OC¢ankmia, CN, NR°R’, NRB—C(O)H, NRB—C(O)-C1_6anKI/ma, NRg—C(O)-C 1-6TAJIOTEHAJIKHIIA,
NR®-C(0)-C, alk-CN, NR*-C(0)-0-C_ganxmna, NR*-C(0)-C,_alk-OH, NR*-C(0)-C,_¢alk-NR°R” u NR*-C(0)-
C(R’)=CR*(R);

rae R BBIOMpalOT U3 rpymnnsl, cocroseii u3: H, CN, ranorena, C, ¢ramorenankuia u C_saJIKuia;

TIpUYEM KaXKIbId U3 R* u R® nesaBucumo BBIOMPAIOT M3 TPYIIIKI, cocTosimei n3 H; CO_Galk-NR6R7; C,salk-
O-C,_gankmna; C; ¢IUKIOATKHIIIA; TEeTEPOLIMKIOANKIIIA, HE00A3aTeNbHO 3aMemeHHOTO C|_¢alKUIOM; U -JIMHKEp-
PEG-0OnortnHa;

npuaem R 1 R” HesaBrciMo BeIGpanb! 3 rpymmsy, coctosimeii u3: H, C; gankmia, C(O)H u CN; u

R® npencrasmsier co6oii H;

mwm R' u R%, BMecTe ¢ aToMoM a30Ta, K KOTOPOMY OHH NPHUCOCTUHEHBI, 00pa3yloT MUPPOIHINHUIBHOE
KOJIBIIO, HE0OS3aTeIbHO 3aMEeICHHOE NR6R7, e kaxmelit u3 R® u R’ HezaBucumo BBIOpaH W3 TPYIIIBI, COCTOS-
meit u3 H; Cy_gamku; NRg-C(O)-C1_6aHKI/IHa; u NRB-C(O)—C(R3):CR4(R5), pu4eM R’ npeacrasiseT coooit H;
R* npejcTaBisget coboi H a R® npeacTaBisieT coboi H mmm mukronponm;

A BBIOMpPAIOT W3 TPYIMIBI, COCTOSINCH W3 MHUpUAWIA; (eHWIa; MUPUMHUANHIIA; THPA3UHIIIA; THPUIUH-
2(1H)-oHa; n nupuaa3uHmWwIa; rae A HeoOs3aTeIbHO 3aMenIeHO 1, 2 Wi 3 3aMeCTHTENSAMU, KaXKIBIA U3 KOTOPBIX
HE3aBUCHMO BBIOpAH M3 TPYIIIBL, COCTOsMICH u3 raioreHa, C_qanmkuna, C;_¢ramoreHankmwia u OC_sankuna;

E BeIOuparoT u3 rpymisl, cocroseit n3 O, cBsazu u CHy;

G BeIOWpatoT U3 Tpynmbl, cocrosmmeid m3 H; ramorena; C qankuna; C, ¢ranorenankmia; NH(C,_sankuna);
Csgiukioankuna; GeHnna; MIPpUMUINHNIA;, TUPUAWIA; nupunasuania; nupuana-2(1H)-oHa; retepomukiioan-
KHJIa, KOTOPBIH COJEPIKUT TETEPOATOM, MTPEICTABIISAIONINI co00i aToM kuciopona; u penmt-CH,-O-denuna, rae
-O-dennn 3amemen CN; rae dheHWT; TUpUIT, THpUAa3uHWIT 1 mupuauH-2(1H)-oH HeoOs3aTenbHO 3aMerneH 1,
2 wnu 3 3aMECTHUTEISIMH, KaKIBIH U3 KOTOPHIX HE3aBICHMO BBIOMPAIOT U3 TPYIIIBI, COCTOSIIEH U3: Tajorena, C,.
cankuia, Cy_granorenankuna, OC;_granoreHankuna u OC_gankuia;

N/\f‘f
AR

wm G-E-A npencrasnser coboir M R™  rme G* BBIOMPAIOT M3 TPYIIEI, cocTosmel u3 Ci samkuia,
(benmna, MTUPUMUIMHKIIIA, TAPUANIA, Tupuawia, 3amementoro CHs, u Csgluknoankuia; 1 R™ npencrasiser
co6oit H nmmu CH;;

rne "Cygalk" oTHOCHTCS K anndarnueckoMy JIMHKEPY, cojepxkaiemy 1, 2, 3, 4, 5 nim 6 aToMOB yriepona;

"reTePOIMKIIOATKIIT" OTHOCUTCS K JIFOOOH MATH-IECATHUICHHON MOHOUMKIMYSCKON WIIH OUITUKITHICCKON
HACHIIIICHHON KOJBIICBOIM CTPYKTYpE, COAEpIKaIlel 0 MEHBIICH Mepe OIWH TeTepOaTOM, BBIOPAHHEIN U3 TPYII-
mbl, cocTosmeit u3 O, Nu S;

"nuaKep-PEG-6noTnn" oTHOCHTCS K pparMenTy, conepxamemy Juakep-PEG-CH,-NH-6notunm;

"muakep" npenctasisetr coboit -CH,-NHC(0)-(CH,);-C(O)-NH-CH,-;

"PEG" npezacraBiseT co00H MOJMATHIICHTJINKOIb;

1 X CTEPEOM30MEPOB; 1

ux (hapMareBTHYECKHN MPHEMIIEMBIX COJIEH.

B HEKOTOPBIX acrieKTaX HACTOSIIETO U300PETCHIS R! npexacrTasiseT coboi H.

B HEKOTOPBIX aCIIEKTaX HACTOSIIEro H300peTenus R mpeacTaBuser co60i IMKIOMEHTHIL.

B HEKOTOPBIX aCIIEKTaX HACTOSIIEro H300peTernus R 3aMmernieno 1 win 2 3aMeCTHTE M.

B HEKOTOPHIX aCIIEKTaX HACTOSIIEro n300peTenus R” 3amemeno OH.

B HEKOTOPBIX acHEeKTaX HACTOSIIETO U300pETCHHS R? 3amereno OH, ranorenom, C_gankuiaoMm, C;_crano-
renaigkuiioM, OC_gankumiom i CN.

B HEKOTOPHIX acleKTaxX HACTOSIIErO HW300peTCHUs R? 3amemieHo NRB-C(O)H, NRg—C(O)-C 1-6ATIKHAJIOM,
NR®-C(0)-C, granorenankunom, NR*-C(0)-C,alk-CN, NR*-C(0)-C,_¢alk-OH, NR*-C(0)-O-C, gankumom wuim
NR®-C(0)-C,alk-NR°R’.

B HEKOTOPBIX aCIIeKTax HacTosimIero modpererms R samemerno NR®-C(0)-C(R*)=CR*(R?).

B HEKOTOPBIX acreKTaX HACTOSIIETO U300PETCHIUS R® npeactasiseT codoi H.

B HEKOTOPBIX acreKTaX HACTOSIIETO U300PETCHIMS R’ npeacTasiseT codoi H.

B HEKOTOPBIX aCIIeKTax HACTOsIIero m3o0perenus R’ mpexcrasmser co6oit CN.

B HEKOTOPBIX aCIeKTaX HACTOsImIEro n3obperenns R’ npeacrasiser cooit F mmu Cl.

-8 -
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B HEKOTOPBIX acleKTax HacTosmiero n3obperenns R* u R’ npencrapmsior co6oii H.

B HEKOTOPBIX acleKTax HacTosmiero n3obperenns R* npencrasiser coboit H u R® mpencrasnser co6oii H.

B HEKOTOPBIX aCIIEKTaX HACTOSIIEro H3o0perenus oxue 13 R* n R’ npencrasimsier co6oii Co.galk-NRR.

B HEKoTOpBIX acmekTax HACTOSIIEr0 U300peTeHHs OJUH U3 R'u R’ MIPECTaBISET COOOH TeTePOIMKIIOAN-
KHJI He00s13aTeIbHO 3aMeleHHbIH C|_calIKHIIOM.

B HEKOTOpBIX acnieKTax HACTOSIIEr0 H300peTeHU A MpeACTaBIsAeT CO00H HeHMII.

B HEKOTOPBIX acmieKTaX HACTOSIIET0 U300peTeHMs A MPeACTaBIsAET COOON TUPHTUITL.

B HEKOTOPBIX acrieKTax HACTOSIIEr0 H300peTeHUS A MPEACTABISAET COOOH MTUPUMHTAHHIL.

B HEKOTOPBIX acrekTax HaCTOSIIETO U300peTeHHsT A IIPEACTaBIsIeT COO0H MMPa3HHILIL.

B HEKOTOpBIX acmekTax HaCTOSIIETO U300peTeHus A 3aMenieHo | nim 2 3aMeCTUTEISIMU.

B HEKOTOpBIX acrekTax HacTosIIEero n300peTeHus A 3amenieHo Ci ¢aIKHIoM.

B HekoTophIX acnekTax Hacrosero usooperenus E npexacrasisier coboit O.

B HekoTophIX acrekTax HacTosmero n3ooperenus E npencrasiser coOoi cBS3b.

B HexoropbIx acmekrax Hacrosmiero msodperenus G mpezacrasinsier coboit Cjgankmi, C graloreHaIKuI
nin C;_glIMKIOATKHIL.

B HEKOTOpHIX acniekTax HacTosmmero n3ooperenus G npeacrapisieT co6oi C_gamkui um Cs_gIIMKIOATKHIL.

B HEKkoTOphIX acniekTax HacTosmmero nzooperenus G npexacrasiset codoit NH (C_samkm).

B HekoTOpHIX acmekTax HacTosmero modpereHus G MpencTaBiseT coO00i TeTepONHUKIOAIKIII, KOTOPHIHA
COJZIEPKHT TETEPOATOM, SBIIFOIIUIICS AaTOMOM KHCIOPO/a.

B HEKOTOpBIX acniekTax HaCTOSIIEro n300peTeHus G mpeacTaBiseT co0oi heHuI.

B HEeKkoTOpBIX acrekTax HacTosIEero n300pereHus G mpeacTaBisieT co00H MUPHIHIL.

B HekoToprIxX acrekTax HacTosero nzoopereHus G npeacTasisieT co00H MUPUMUAMHWI WIH TTHPUAA3H-
HUIL

B HekoToprIx acnekrax HacTosmero usodperenus G npencrasisier codoit penmn-CH,-O-dennn, npuuem
-O-¢enun 3amemnrer CN.

B HEKOTOpHIX acniekTax HacTosIero n3oopererus G 3amenieHo 1 wim 2 3aMeCTUTEISIMHI.

B HEKoTOpBIX acniekTax HacTosmero nzoopererus G 3amemeHo C;.¢aTKUIoM.

B HEekoTophIX acniekTax HacTosimero nzooperenus A-E-G npezacrapinser coboit

Q

_ -

4 7

A
Z
z

WA .
B HEKOTOPHIX aCIEKTax HAcTosmIero m3obperenns R' mpencraBiser coGoit H; R? mpencraBmser coboit
IUKJIOTICHTHII, 3aMeIIeHHbI | min 2 3aMecTHUTEISIMH, IPUYeM OAWH M3 3aMECTHUTENIeH IpeAcTaBiIsIeT COOOM
NR®-C(0)-C(R*)=CR*R?®), mpruem kaxzsiii u3 R’ R* 1 R npexncrasmsier coboit H; A mpencrasisier coGoit de-
HWJI WIM TUpUAWI, npudeM ¢enmn min nupuaun 3amemensl CH;; E npeacrasnsier co6oit O mm cBsi3e; u G
npezacTaBisieT cobor Gpenm uin Ci_ankui.

B HEKOTOPHIX aCTEKTaX HACTOSIIEro u3obperenns R 3amemeno 1 3amecTuTeneM, KOTOpbIH HpeICTaBIIET
co6oit NR*-C(0)-C(R*)=CR*R?).

B HekoTophIX acnektax Hacrosmero usodperenus A-E-G npencrasisier co6oit

+ (o] —
(o]
N ' /
/ N ! >_ ' \ N
= Wi
B HEKOTOPBIX acleKTax HACTOSALIErO M300pETeHHs COENUHEHUE UMeeT CTPYKTypy dopmynsl (Ila), u ero
(bapManeBTHIECKU IPHEMIIEMBIE COJIH,

(IIa)
B KOTOPOM
R" BeiOupatot u3 rpymisl, cocrosmiei u3: H, Cl u CHs; n pasuo 0 wiu 1; E npencrasmser co6oit O;
G BBIOMpAIOT U3 TPYIIILI, cocTosmier u3: C qankuia, GeHnma, mupuania, nupuauia, 3amemeHHoro CHs,
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TUPUMHUINHIIIA, TUPUIa3HHATA, TeTparuapodypaHmia, TeTParuaponupanuia i
KOJIBIIO B BEIOMpArOT U3 rpymbl, cocmameﬁ u3:

zO z—@ z@ s—@ r RO
b O‘RC —SOS RsR° <:> ﬁ Q

RC$ s Rre RS
H
b =
Q—O—Rd; E.IIO‘Rd; é—O—NH Re® ; H %—OH ;
IR
H

R® BeIOMparoT u3 rpymisl, coctosmed u3: OH, OCH;, NH,, NH(CHj3), N(CHs),, NH(CO,-tpeT-0yTui),
NH(C=0)C,ankuna, NH(C=0)CH=CH,, NH(C=0)CH,NH,, NH(C=0)CH,NH(CHj;), NH(C=0)CH,N(CH;),
u NH(C=0)CH=CHCH,;N(CH3),;

R¢ BBIOMparoT w3 rpymmsl, cocrosimeit u3: OH, OCH;, CN, NH,, NH(CHj3), N(CHj),, NH(CO,-tpeT-
oytun), NH(C=0) C,_jankmra u NH(C=0)CH=CH,;

R® mpexacrasnser coboit H win CN;

Rf BBIOMpAIOT W3 Tpynmbl, cocrosimei u3: CH,NH,, CH,NH(CHj3), CH,N(CHjs), u uknonponwuia.

B HEKOTOPHIX acmeKkTax HACTOSIIETO W300pETeHHs coenuHeHne uMmeeT CTpyKTypy dopmynsl (IIb), u ero
(hapmareBTHUECKH MTPUEMIIEMBIEC COJIH,

(0]
G—A
.
BN o]
\ RZb
P .
Ns N
(IIb)

B KOTOPOM:
G-A BBIOUPAIOT U3 TPYIIIIBI, COCTOSIICH U3:

G G N Gﬁ G & G\m;{ GW
; N .z ; N/ ; ZN N\N/ ; N”N JH

YR

N N
G BeIOMparoT U3 rpymsl, cocrosmei n3: C; gankmna, C;-gIIUKI0ANKWIA, peHnIa 1 mupuania.
R BLIGPAIOT M3 IPYIIIEL, COCTOSIIEH 13!

-10 -
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a‘"'ho B S : i”so % :
OGN SUE SRS -G

rRs R®

2R
R S LR Y ;HéRs |
QR QR

"
R® BeIOMparoT u3 rpymsl, coctosmed u3: OH, OCH;, NH,, NH(CHj3), N(CHs),, NH(CO,-tpeT-0yTHi),
NH(C=0)C,ankuna, NH(C=0)CH=CH,, NH(C=0)CH,NH,, NH(C=0)CH,NH(CHj;), NH(C=0)CH,N(CH;),
u NH(C=0)CH=CHCH,N(CH3),.
B HEKOTOPBIX acmekTax HACTOAIIETO M300peTeHHUsI cCoeMMHEeHHEe nMeeT cTpykrypy dopmymst (Ilc), u ero
CTepeon30oMephl U (hapMaleBTUUECKH IPUEMIIEMBIE COITH,

o)
G-E-A
\N)LNH
o)
)
~
N
NT 7S H
(IIc)

B KOTOPOM:
G-E-A BBIOMpAIOT 13 TPYNIIBI, COCTOSIIIEH H3:

- N - P -
j\”\f‘f W e LT 3 S )”C\fl“
2 . . g2 < ; GX v 1 GX a2 . - G X
G \CO /\Rm G \0)\9\Rm O N\\Rm 0 N\Rm G CO \N ; \

e

npudem G*° BBIGHPAIOT U3 TPYIIIBL, cocTosieil u3: C galkuia, GeHmIa, THPAMAINHINA, THPHINIA, TTH-
puanna, 3amemennoro CHs, u Cy_gimknoankuia; 1 R™ npeacrasnser coboit H mnmu CHj;
KOJIBII0 B BEIOMpAIOT U3 TPYIIIBI, COCTOSIIEH U3:

§"‘RO; E—SQR; 3“‘:;9 ; 5';@8 ; §i$9% ; §WROs”"Ré E—EOR\Ri

Rcé S R®

R
g"'{qOR\RC; E-EOS’WRC; gEsO\ | §'R,Q:ch; é—ROR:ch; E'SOS:'RE:

Rs R®

RS .Y :
O PO O D O s HO)
S* ;"'RC $ $ S*'& c
R Rc\\ s re'R rR RS S RC RS R
O O B Qe )
R RS R R¢ S‘:‘RC RS Re

R* ",RC S "Rc
u
R® BeIOMparoT u3 rpymisl, coctosmedi u3: OH, OCH;, NH,, NH(CHj3), N(CHs),, NH(CO,-tpeT-0yTui),
NH(C=0)C,;ankuna, NH(C=0)CH=CH,, NH(C=0)CH,NH,, NH(C=0)CH,NH(CHj3), NH(C=0)CH,N (CH;),
u NH(C=0)CH=CHCH,N(CHj3),.
JloTIOTHUTENBHBI BapUAHT OCYIIECTBICHUS HACTOSAMIETO M300PETCHUS MPEICTABIsAET COO0H COeTUHEHME,

-11 -
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BBIOpaHHOE W3 I'PYIIIBI, COCTOSILCH 13!

N-((18,4S)-4-axpunamugonmkiorekcuin)-5-(*S)-(2-metnin-4-penokcnpennn)-4-oxco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,35)-3-akpunaMuOIUKIOTEKCHI )-5-(2-MeTU-4-peHokcudermn)-4-okco-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((18,4S)-4-akpunamugonukiiorekcun )-5-(2-metun-4-peHokcudenrn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2R)-2-runpoxkcunukioneHTn )-5-(*S)-(2-metun-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,2S)-2-amuHo1uKI0OTeKCHIT)-5-(*S)-(2-MeTHn-4-dpenokcudennn)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaanenadruieH-2-kapOoKcaMuaa;

N-((1R,2S)-2-ruapoKCHIMKIONEHTH)-5-(2-MeTri-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenaduineH-2-kapOoKcaMuaa;

N-((1R,25)-2-(auMeTHnaMiHO ) IUKI0TeKe ki )-5-(*S)-(2-MeTn-4-penokcudenmn)-4-okco-4,5 - turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMusa;

N-((1R,25)-2-ruapokcunuknoneraTain )-5-(*S)-(2-metnn-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiaeH-2-KapOOKCaMuU/Ia;

N-((1R,2R)-2-ruipOKCHIIMKIONEHTHN )-5-(2-MeTHI-4-heHOoKcUu eHm)-4-0kc0-4,5-muruapo-3H-1-Tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua,

N-((1R,25)-2-amuHOIMKIIOTEKCHN )-5-(2-MeTHI-4-heHoKcu(p eHmn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-
TpuazaaneHadTHICH-2-KapOoKcaMua;

N-((1R,2R)-2-aneTaMuIO U KIONCHTII)-5-(2-MeTHIT-4-(peHOKCUpeHIN )-4-0KCc0-4, 5 - murunpo-3H- 1 -tua-
3,5,8-TpuazaanenadruineH-2-kapOoKcaMuaa;

N-((1R,25)-2-aMuHOIUKIONCHTIIN)-5-(2-MeTHII-4-peHOKCU B eHmN )-4-0kc0-4,5-muruapo-3H-1-tna-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;

N-((1R,4R)-4-axpriaMuJOIIHKIOTeKC ) -5 -(2-MeTri-4-(heHokcup ennn)-4-oxco-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-(muMeTHIIaMIHO ) IUKJIOTEKCHIT )-5-(2-MeTHi-4-(heHokcudenmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,4R)-4-ruipOKCHIMKIIOTeKCHI)-5-(2-MeTrn-4-heHokcnup ennn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((18,4S)-4-runpokcuuukinorekcui)-5-(2-metuin-4-penokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpnazaanenaduieH-2-kapOokcaMuaa;

N-((IR,2S)-2-(quMeTnIaMiHO ) IUKJIOTIEHTII ) -5-(2-MeTH-4-(heHoKcup eHm)-4-okco-4,5-murunpo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,4R)-4-meTokcHuukIiorekcni)-5-(2-merun-4-penoxcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuraszaaneHadTHICH-2-KapOoKcaMuIa;

N-((18,4S)-4-((E)-2-unano-3-1uKIONPONMIAKPATIAMHIJIO ) IIAKJIOTeKCHIT)-5 -(2-MeTri-4-h eHoKcru eH ) -4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOoOKcaMuIa;

N-((18S,2S)-2-ruapoxcuukinonenTin)-5-(2-metnin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

5-(2-metun-4-penokcudennn)-N-((1R,2R)-2-(MeTHIaMIHO )ITUKIONIEHTII)-4-0Kc0-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-amMuHOIIMKIONICHTIN) -5 -(2-MeTHIT-4 - eHOKCH B eH )-4-0kco-4, 5-murunpo-3H-1-tua-3,5,8-
TpuazaaneHadTHICH-2-KapOoKcaMua;

N-((18,4S)-4-manamMutonuKIIOreKcuin)-5-(2-metmi-4-penokcudenmn)-4-okco-4,5-nurnapo-3H-1 -tua-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMuaa;

N-((1R,35)-3-(auMeTHIaMITHO ) IUKIOTeKCHI )-5-(2-MeThin-4-heHokcuenun)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;

N-((1S,4S)-4-amuHOTIMKIOTeKCHN)-5-(2-MeTnn-4-perokcudennn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-
TpHa3aarneHapTHIeH-2-KapOOKCaMHIa;

5-(2-metun-4-penokcudennn)-4-okco-N-((1R,2R)-2-npormmonamumonukioneHTmI)-4, 5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1RS,2RS)-2-ruapokcunkiorekcun)-5-(2-metmn-4-pernokcudennn)-4-okco-4,5-quruapo-3H-1-tna-
3,5,8-TpuazaarenadtuineH-2-kapOoKcaMHaa;

N-nukinonenTHia-5-(2-metuin-4-penokcupennin)-4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-tpnazaarne-
HadTuneH-2-kapOoKcaMua;

N-((1R,2R)-2-(muMeTHIIaMIHO JIIUKIONEHTHN) - 5-(2-MeTri-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((Ir,3s,5R,7S)-3-runpokcnanamantan- 1 -ui)-5-(2-mermin-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-
THa-3,5, 8-TpuazaarneHaQTHICH-2-KapOOKCaMHIa;

5-(2-metun-4-penokcudennn)-N-(2-(MeTHIaAMIHO ) ITUKIIOTeKCH )-4-0kc0-4,5-nurnapo-3H-1-tua-3,5,8-
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TpuraszaaneHadTHICH-2-KapOoKcaMua;
N-((18,25)-2-(quMeTHIaMTHO ) TUKJIOTIEHTII)-5-(2-MeTHin-4-henokcudenmn)-4-okco-4,5-murunpo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;
N-((1R,25)-2-anieTaMuIOIIUKIIOT€KCIIT)-5-(2-MeTrT-4-(heHokcup ennn)-4-okco-4,5-nuruapo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
5-(2-metun-4-penokcudennn)-4-okco-N-((1R,2S)-2-nmponmmoraMuIoAKIONEHTIN ) -4, S-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;
5-(2-metun-4-penokcudennn)-4-okco-N-((1R,2S)-2-nponmonaMugonukIOTeKc )-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1RS,2RS)-2-ruapoKkcHIMKIOTeKCH)-5-(2-MeThi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenadruineH-2-kapOokcaMuaa;
N-((1R,25)-2-anieTaMuAOIUKIONCHTII)-5-(2-MeTrI-4-peHokcudennn)-4-okco-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaanenaduineH-2-kapOoKcaMHaa;
N-((1R,2R)-2-amMuHOIIKIOTeKCHN)-5-(2-MeTHI-4-(heHokcudenmn)-4-okco-4,5-qurunpo-3H-1-tua-3,5,8-
TpHazaaneHapTHICH-2-KapOOKCaMHIa;
N-((1S,2R)-2-TuapoKCHIMKIOTCHTHN )-5-(2-MeTHI-4-PpeHoKcudeHmn)-4-okco-4,5-nurunpo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
N-((18S,2S)-2-ametaMuAOIUKIIONCHTHA )-5-(2-MeTUI-4-PeHoKCupeHmT)-4-0kco-4,5-muruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;
N-((18S,2S)-2-amMuHOTIUKIOTIEHTI)-5-(2-MeTH-4-heHokcnennn )-4-okco-4,5-muruapo-3H-1-tua-3,5,8-
TpuraszaaneHadTHICH-2-KapOoKcaMuIa;
5-(2-metmn-4-penokcudenmn)-4-okco-N-((1S,2R)-2-nponmmonamugonukiorekcun)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1R,2R)-2-(mnmeTHIaMIHO JIUKIOTeKCHI)-5-(2-MeThin-4-penoxkcndenmn)-4-oxco-4,5-auruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1S,2R)-2-anieTaMuIOIIUKIIOT€KCHIT)-5-(2-MeTrT-4-(heHokcup ennn)-4-okco-4,5-quruapo-3H-1-Tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
5-(2-metun-4-penokcudenmn)-4-okco-N-((1S,2S)-2-nponnoHaMUIOIUKIONCHTHN )-4, 5 -nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;
5-(2-Metun-4-henoxcudennn)-N-((1S,2S)-2-(MeTHIaMIHO ) IUKIIOTICHTH )-4-0kc0-4, 5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiacH-2-KapOOKCaMuU/Ia;
N-((1R,2R)-2-aneTaMmuonukiIorekcun)-5-(2-metmin-4-penokcuenmn)-4-okco-4,5-quruapo-3H-1-tra-
3,5,8-TpnazaarenadruineH-2-kapOoKcaMHaa;
N-((1S,2R)-2-(AuMETHIAMITHO ) IUKIOTeKC I )-5-(2-MeThin-4-heHokcuenun)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;
N-((1S,2R)-2-amuHOIIUKIIOTEKCHIN ) - 5-(2-MeTHII-4 -(heHOKCHup eHm )-4-0Kkc0-4, 5 - nurunpo-3H-1-tna-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;
5-(2-metun-4-penokcudennn)-N-((1S,2R)-2-(MeTHIaMHHO ) IIUKIIOTeKCHIT)-4-0KCc0-4,5-muruapo-3H-1-Tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;
N-((1S,2R)-2-(muMeTHIIAMHUHO ) IUKJIONEHTHN )-5-(2-MeTHI-4-heHokcudeHmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiaeH-2-KapOOKCaMuU/Ia;
5-(2-metun-4-penokcudennn)-4-okco-N-((1R,2R)-2-mponmmonamumonukiorekcmn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1S,2R)-2-aMUHOIUKIONICHTIN)-5-(2-MeTHIT-4-peHOKCU B eHmN )-4-0Kkc0-4, 5-muruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;
N-((18,285)-2-popmamunonukiorekcui)-5-(2-metuin-4-penoxcupenni)-4-oxco-4,5-qurunpo-3H-1-tna-
3,5,8-TpuazaarenaduineH-2-kapOoKcaMHaa;
N-((18,25)-2-aneramuonukiorekcui)-5-(2-mermi-4-penokcudenmn)-4-okco-4,5-nuruapo-3H- 1 -tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
N-((18,2S)-2-akpunamugorukionenTin )-5-(*R)-(2-metnn-4-pernokcudennn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiacH-2-KapOOKCaMuU/Ia;
N-((1S,2R)-2-anieTaMuIOIIMKIONIEHT )-5-(2-MeTrI-4-(heHokcu enmn)-4-okco-4,5-nuruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
N-((18,2S)-2-amuHOTIUKIOTeKCHN)-5-(2-MeThn-4-perokcudennn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;
5-(2-metmin-4-penokcudenun)-4-okco-N-((1S,2R)-2-nponmrmoraMuA0IMKIONCHTIN )-4, 5 - muruapo-3H-1 -
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
5-(2-metnn-4-dpenoxcudennn)-4-oxco-N-((18S,2S)-2-nponronamunorukiiorekcun)-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1R,2R)-2-ruapoxcuimkiaonenTi)-5-(*R)-(2-metnn-4-penokcndpennn)-4-oxco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiaeH-2-KapOOKCaMu/Ia;
N-((1S,2S)-2-(nuMe THIaMIHO ) ITUKIIOT€KCHIT)-5-(2-MeTrin-4-penokcnd ennn )-4-okco-4,5-quruapo-3H-1 -
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tHa-3,5, 8-TpruazaaneHadTHICH-2-KapOOKcaMKIa;

5-(2-metmin-4-penokcugenmn )-N-(4-(MEeTHIAMHUHO ) TUKIIOTeKCHIT )-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMH/Ia;

N-((18S,4S)-4-anmeraMuOIUKIOTeKCHI )-5-(2-MeTHI-4-heHokcueHmT)-4-0kco-4,5-muruapo-3H-1-Tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

5-(2-metun-4-penokcudennn)-4-okco-N-((1S,4S)-4-nponrmonaMuIoIUKIOTeKCHN )-4, 5 -auruapo-3H-1 -
THa-3,5,8-TpruazaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1S,4S)-4-(mumeTrIaMuHO )IUKIOTEKCHI )-5-(2-MeTnuin-4-heHokcudenmn)-4-okco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-anieraMmunonkiIonenTn)-5-(*S)-(2-metmn-4-penokcudenun)-4-okco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1S,3R)-3-akpuiiaMuIOIUKIONIECHTHN )-5-(2 -MeTh-4-(heHOKCcrueHMN ) -4-0Kkc0-4, 5S-muruapo-3H-1-Tua-
3,5,8-TpuazaarenaduineH-2-kapOoKcaMHaa;

5-(2-metmn-4-penokcudenun)-4-oxco-N-((1S,3R)-3-nponmmoraMmuaouKIoneHTIn)-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuieH-2-KapOOKCaMuU/Ia;

N-((1S,3R)-3-anieTaMuIOIIUKIONIEHT )-5-(2-MeTrI-4-(heHokcup eHm)-4-oxco-4,5-nuruapo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1S,3R)-3-(2-(muMeTHIIAaMHHO ) alle TAMHUI0 ) ITUKIIOTIEH T ) - 5-(2-MeTrin-4-penokcudennn )-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpraszaanenad tuiaeH-2-kapOoKcaMua;

5-(2-metun-4-penokcudennn)-N-((1S,3R)-3-(2-(MeTHIIAMHHO )arieTAMUI0 ) TUKIIOTIEHTH )-4-0Kkc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaaneHad TuineH-2-kapOoKcaMuia;

N-((1S,3R)-3-(AUMETHIAMITHO ) IUKIONCHTIN ) - 5-(2-Me THII-4-(heHOKCUp eHIT )-4-0KCc0-4, S-nurunpo-3H-1 -
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1S,3R)-3-ruapokcHIMKIONEeHTH)-5-(2-MeTri-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpnazaanenaduineH-2-kapOoKcaMHaa;

N-((1S,3R)-3-(2-aMuHOATIETAMHJIO ) IIUKJIOTIEHTIII)-5 -(2-MeTri-4-(heHokcnh ennn) -4-okco-4, 5 -Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

N-((1S,3R)-3-aMuHOIIUKIIOTIEHTHN ) -5-(2-MeThI-4-PpeHokcudermn )-4-okco-4, 5-murunpo-3H-1-tna-3,5,8-
TpHazaaneHapTHICH-2-KapOOKCaMHIa;

N-((1S,4S)-4-((E)-4-(mumeTHIaMuHO )0y T-2 -€HAMUJIO ) ITUKIIOTEKCHIT ) -5-(2-MeTrin-4-henokcnd ennn )-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad iiieH-2-kapOoKcaMuIa;

5-(2-metnn-4-penoxkcudennn)-N-((1S,4S)-4-((E)-4-(MeTrnamMnuHo )0y T-2-eHAMHUI0 ) IUKJIOT€KCHIT)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaaneHad rneH-2-kapOoKcaMuaa;

N-((1S,4S)-4-((E)-4-amuHOOYT-2-cHAMUIO ) ITUKIIOTEKCHIT)-5-(2-MeTri-4 -peHokcudennn )-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuiieH-2-kapOoKcaMua;

5-(2-metmin-4-penokcudenun)-N-((1S)-3-(MeTHIaMIHO ) IUKIONEHTHN )-4-0Kkc0-4,5-nurunpo-3H-1-tua-
3,5,8-TpuazaanenadruineH-2-kapOoKcaMuaa;

N-nmkmoneHTun-5-(*S)-(2-metun-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuaza-
arneHa THIICH-2-KapOOKcaMuIa;

N-nmknoneHTun-5-(*R)-(2-metun-4-penoxcudenmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuaza-
arneHa( THIICH-2-KapOOKCcaMuIa;

N-((1S,4S)-4-ruapoxcuruknorekcun )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-
3,5,8-TpuazaanenadruneH-2-kapOoKcaMHaa;

N-((18,4S)-4-runpokcunuknorexcuin)-5-(*R)-(2-metnn-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMuaa;

N-((1R,4R)-4-runpokcunmkiorekcuin)-5-(*S)-(2-metnn-4-penoxcndennn)-4-oxco-4,5-auruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,4R)-4-runpoxcunmkiorekcuin)-5-(*R)-(2-metnin-4-penoxcnpennn)-4-oxco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiaeH-2-KapOOKCaMuU/Ia;

5-(*S)-(2-meTmn-4-penoxcudennn )-4-okco-N-((1S,3R)-3 -nponmmoHaMuIOIIUKIONIEHTHN )-4, S-quruapo-3H-
1-tna-3,5,8-rpuazaanenad TuieH-2-kapOOKCaMHIa;

N-((1S,3R)-3-anieraMugonuKIONEHTIN )-5-(*S)-(2-MeTHn-4-heHokcudenmn)-4-okco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiacH-2-KapOOKCaMuU/Ia;

N-((1S,4S)-4-((*E)-2-umnano-3 -IUKIOMPOITMIAKPHIAMHUI0 ) ITUKIoreKe i ) -5-(*S)-(2-metun-4-penokcude-
HU)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOoKcaMuia;

N-((18,45)-4-((*E)-2-unaHo-3-1IUKJIONPOIMIAKPHIAMHU IO ) IUKIIOTeKchi)-5-(*R)-(2-meTun-4-penokcude-
HU)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOoKcaMuia;

N-((1R,2R)-2-amunonukoneHT)-4-okco-5-(4-penokcudenmn)-4,5-guruapo-3H-1-tua-3,5,8-rpuazaarne-
HadTueH-2-kapOoKkcaMua;

5-(*S)-(2-metnn-4-penokcudenmn)-4-oxco-N-((1S,4S)-4-nponronamu gorukinorekcun)-4,5-muruapo-3H-
1-tna-3,5,8-rprnazaaneHad TuieH-2-kapOOKCaMHIa;

5-(*R)-(2-metnn-4-penokcudennn)-4-okco-N-((1S,4S)-4-nmponmoHaMuJONIUKIOTeKCHI ) -4, S-uruapo-3H-
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1-tna-3,5,8-rpnazaaneHad TuineH-2-kapookcaMuia;

N-((18,4S)-4-aneramunonukinorekcui)-5-(*S)-(2-merun-4-penoxcudenmn)-4-okco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;

N-((1S,4S)-4-anneramugonuknorekcui)-5-(*R)-(2-metun-4-henoxcudenmn)-4-oxco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuicH-2-KapOOKCaMuU/Ia;

N-(rac-(1,3-11c)-3-aMIHOIUKIIOTICHTHN )-4-0KC0-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-3,5,8-
TpHazaarneHapTHICH-2-KapOOKCaMH/Ia;

N-((1R,25)-2-amuHOIMKIOTIEHTH )-4-0KC0-5-(4-PeHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaare-
HadTuneH-2-kapOoKkcaMua;

N-((1S,2R)-2-amuHOIMKIOTIEHTHI)-4-0KC0-5-(4-heHOKcupenun)-4,5-muruapo-3H-1-Tua-3,5,8-rpuasza-
arieHa() THIICH-2-KapOOKCaMuIa;

N-((18,4S)-4-(nuMeTHaaMuHO )UMKIOTeKCH)-5-(*S)-(2-MeTnn-4-penokcudenmn)-4-okco-4,5-turuapo-
3H-1-tna-3,5,8-TpuazaanenadruineH-2-kapOokcaMuIa;

N-((18,4S)-4-(numeTraaMuHO )uuKIIorekcui)-5-(*R)-(2-merun-4-penokcudenmn)-4-okco-4,5-nuruapo-
3H-1-tna-3,5, 8-TpuazaanenadTriacH-2-KapOOKCaMHIa;

N-((1S,3R)-3-akpunamugonukionenTun )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;

N-((1S,3R)-3-(2-(IuMeTHIIAaMHAHO ) alle TAMUI0 JITUKIOTIEHTI ) - 5-(¥S)-(2-MeTri-4-henokcndenn ) -4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

5-(*S)-(2-meTmin-4-penoxcudennn)-N-((1S,3R)-3-(2-(MeTHIIaMHUHO )ale TaAMU 10 ) T KIIOTIEHTHI ) -4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaaneHad rneH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunaMu TOIHUKIONEHTH )-4-0KCc0-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;

N-((1R,2R)-2-akpunaMuI0IUKIONEHTII)-5-(*S)-(2-MeTun-4-peHokcupenmn )-4-okco-4,5-nurunpo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

5-([1,1'-6udenmn]-3-mr)-N-((1R,2S)-2-akprnraMuIOIUKIOT eKCHIT)-4-0Kkc0-4,5-muruapo-3H-1-tna-3,5,8-
TpHa3aarneHapTHIeH-2-KapOOKCaMHIa;

N-((1R,25)-2-akpunamugonukionenTun )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1RS,3RS)-3-akprraMuIOIMKIOTICHTIII)-4-0Kc0-5-(4-pernokcudenmn)-4,5-quruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;

N-((1S,3R)-3-axpuiaMuIOIUKIONEHTH )-5-(4-N30MpOoNoKCH-2-Me T eHn)-4-0kco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-(2-(aumeTnnaMiHO )alle TaMH10 ) TUKJIONIEHTHI)-5-(*S)-(2-MeTrin-4-peHoxcueHnt)-4-okco-
4,5-muruapo-3H-1-tna-3,5,8-tpuaszaancHad TrineH-2-kapOoKcaMuaa;

5-(*S)-(2-meTmin-4-penoxcudennn)-N-((1R,2R)-2-(2-(MeTrIaMIHO )aIie TAMHT0 ) IAKJIOTICHTHI )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,2R)-2-(2-amMmuHOAIIETAMUIO ) ITUKIONIEHTIU)-5-(*S)-(2-MeTrin-4-heHokcud enmn)-4-oxco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpraszaanenad tniaeH-2-kapOoOKcaMua;

N-((1S,2R)-2-akpunamugonukionenTun )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,2S)-2-amuHonuK0neHTIIN)-5-(*S)-(2-MeTniI-4-PpeHokcnpenni)-4-oxco-4,5-qurunpo-3H-1-tna-
3,5,8-TpuazaarenadtuieH-2-kapOokcaMuaa;

N-((18,25)-2-axpunamugonukiaoneHTn)-5-(*S)-(2-metnin-4-penoxcndennn)-4-oxco-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1S,3R)-3-akpunaMuIOIUKIONECHTHN )-4-0KCc0-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaaneHapTHICH-2-KapOOKCaMH/Ia;

N-((1R,25)-2-akpunaMug0oIUKIOTeKCHI )-4-0KCc0-5-(4-henokcudenmn)-4,5-muruapo-3H-1-tna-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHIa;

N-((18,4S)-4-akpunamMugoukiIorekcui )-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHIa;

N-((1R,2R)-2-amuHonmKI0NCHTHN )-5-(*S)-(2-MeTHN-4-PpeHokcudpenmn)-4-okco-4,5-nuruapo-3H-1-Tua-
3,5, 8-TpuazaaneHadTHIICH-2-KapOOKCaMua;

N-((1R,35)-3-akpunaMu1OIUKIONEHTH )-4-0KCc0-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpuazaaneHadTHICH-2-KapOoKcaMuIa;

5-(*S)-(2-metun-4-penokcudenmn)-N-((1R,2S)-2-(2-(MeTHIAMIHO )alle TAMH IO ) I KITOTICHTHI ) -4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaancHad TrneH-2-kapOoKkcaMuaa;

N-((18,25)-2-(2-(mnmeTHIIaMHHO )alle TAMHUJIO0 )LIUKIIONEeHTIN )-5-(*S)-(2-MmeTnin-4-penoxcnpenni)-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoKcaMuIa,;

N-((1S,2R)-2-akpunaMuOIUKIOTeKCHI )-4-0KCc0-5-(4-henokcudenmn)-4,5-muruapo-3H-1-tna-3,5,8-
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TpuasaaneHaTHICH-2-KapOOKCcaMua;

5-(*S)-(2-metmn-4-dpenokcudenmn)-N-((1R,2S)-2-(2-(MeTHIaMIHO )alie TAMH 10 )M KIIOTeKCHIT ) -4-0KCc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-amuHOIIMKIIOTEKCHN )-4-0KCO0-5-(4-henokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaare-
HaTHIICH-2-KapOOKCaMHIa;

N-((1S,2R)-2-akpuiaMuOIUKIOIEHTHN )-4-0KC0-5-(4-peHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMH/Ia;

N-((1R,25)-2-(2-(muMe THIIaMHAHO ) alle TAMUI0 JITUKIOTIEH T )-5-( *S)-(2-MeTri-4-henokcndenn ) -4-okco-
4,5-muruapo-3H-1-tna-3,5,8-tpuaszaancHad TrneH-2-kapOoKcaMuaa;

N-((1R,25)-2-(2-amuHOaIeTAMU IO )ITUKIOTeKCHN ) -5-(*S)-(2-MeTmin-4-henokcudenmn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;

N-((18S,285)-2-(2-aMuHOAIETAMHIO )IIUKIIOTICHTHI )-5-(*S)-(2-MeTH-4-peHOKCUp e HIN ) -4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,25)-2-(2-amuHOAIIE TAMUIO )ITUKIOTCHTI)-5-(*S)-(2-MeTnin-4-peHokcud eHmn )-4-0kco-4,5-
nmuruapo-3H-1-tua-3,5,8-Tpraszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-(2-(muMeTHIIaMHAHO )alle TAMUI0 )ITUKIOTeKCHIT )-5-(*S)-(2-MeTrn-4-henokcrndenn )-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

5-(*S)-(2-meTmn-4-penoxcudennn)-N-((1S,2S)-2-(2-(MeTHIaMHUHO )alie TaMU A0 ) ITUKIIOTIEH T ) -4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpruazaanenad tuiaeH-2-kapOoKcaMua;

N-((18S,2S)-2-anmeramugonukioneHTn )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((18,25)-2-amuHonmKIONEHTHN)-5-(*S)-(2-MeTnn-4-penoxcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenaduieH-2-kapOokcaMuaa;

N-((1R,25)-2-aneramuaonukinorekcun)-5-(*S)-(2-mermn-4-henokcudenmn)-4-okco-4, 5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,25)-2-amunHOIIMKIOTEKCHN )-5-(3-X710p-4-PeHoKkcupermn )-4-okco-4,5-murunpo-3H-1-tna-3,5,8-
TpHazaarneHapTHIIeH-2-KapOOKCaMHIa;

N-((1R,25)-2-aneraMmugonukIoneHTN )-5-(*S)-(2-Mmetun-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1R,3R)-3-ruapOoKCHIMKIOTeKCHIT)-4-0KCc0-5-(4-henokcupennn)-4,5-nuruapo-3H-1-tna-3,5,8-
TpHazaaneHaQTHICH-2-KapOOKCaMH/Ia;

N-((1R,25)-2-ruipoKCHITMKIONICHTI)-4-0KCc0-5-(4-herokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcaMuIa;

5-([1,1'-6udennn]-3-mn)-N-((1R,2S5)-2-amuHOIIUKI0TeKCMIT )-4-0KC0-4,5-muruapo-3H-1-tna-3,5,8-
TpuasaaneHa(THICH-2-KapOOKCcaMuIa;

N-((1R,3S)-3-ruipOKCHIIKIOTEKCIIT)-4-0KC0-5-(4-heHokcnpenmn )-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((18,3S)-3-ruapoxcurukinorekcun )-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-3,5,8-
TpHazaaneHapTHICH-2-KapOOKCaMHIa;

5-([1,1'-6udenwnn]-3-mm)-N-((1R,2R)-2-ruapokcuukinonenTin )-4-okco-4,5-quruapo-3H- 1 -tua-3,5,8-
TpHuazaaneHapTHIICH-2-KapOOKCaMHIa;

N-((1S,4S)-4-amuHOTIUKIIOTeKCHIN ) -4-0KC0-5-(4-peHokcudenwn)-4,5-muruapo-3H-1-tna-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcaMuIa;

N-(tpanc-(1R,4R)-4-amuHOIHUKIOTEKCHIT)-4-0KCO-5-(4-penokcudennn)-4,5-qurunpo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcaMuIa;

tpanc-N-((1RS,3RS)-3-amunonmkiaonenTuin)-4-okco-5-(4-penoxcnpennn)-4,5-murunpo-3H-1-tna-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((18S,2S)-2-aMUHOIIMKIIOTIEH T )-4-0KCc0-5-(4-penokcudennn)-4,5-murunpo-3H-1-tua-3,5,8-
TpHazaarneHaQTHICH-2-KapOOKCaMHIa;

N-((1R,2R)-2-aMUHOIUKIIOTEKCHIT )-4-0KCO-5-(4-henokcud ennn)-4,5-nmurunpo-3H-1-tua-3,5,8-
TpHazaarneHaQTHICH-2-KapOOKCaMHIa;

TpeT-0yTHi-((1R,3S)-3-(4-oxco-5-(4-penokcudennn)-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHadp THireH-
2-kapOOKCaMUIO ) IMKJIONICHTHIT)Kapbamara;

TpeT-0yTrn-tpanc-((1R,4R)-4-(4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
Tpra3zaaneHa THICH-2-KapOOKCaMuI0 )IIMKIIOT eKCHIT)KapOamara;

N-((1-ruIpOKCUIMKIIOTEKCHIT)METHIN )-4-0KCc0-5-(4-henokcudennn)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((1S,3R)-3-((E)-4-(numeTHiaMuHO )0y T-2 -CHAMU IO ) IIUKIIOTIEHTHI ) -5 ~(4-H30MPONOKCH-2 -ME THIA(PCHIT ) -
4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-rpuazaanenadtiineH-2-kapOoKcaMuia;

N-((1S,2R)-2-(2-amuHOAIIE TAMUIO ) TUKIOTCHTI)-5-(*S)-(2-MeTrin-4-peHoKcHu eHm )-4-0KCc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1S,2R)-2-(2-(muMeTHIIAaMHAHO ) alle TAMUI0 JITUKIOTIEHTII ) - 5-(*S)-(2-MeTri-4-henokcndenni )-4-okco-
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4,5-muruapo-3H-1-tua-3,5,8-tpuaszaancHad TrneH-2-kapOoKcaMuaa;

5-(*S)-(2-metun-4-penokcudenmn)-N-((1S,2R)-2-(2-(MeTHIAMIHO )alle TAMHI0 ) IUKITOTICHTHI ) -4-0KCO-
4,5-nmuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKcaMuIa,;

N-((1S,3R)-3-ruapoKkcHIuKIOTeKCHIT )-4-0KCc0-5-(4-henokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-
TpHa3aarneHapTHIIeH-2-KapOOKCaMH/Ia;

N-((1S,3R)-3-(2-(muMe THIIAMHIHO ) aLIE TAMUI0 ) ITUKIIOTICHTHT ) -5-(4-U30TIPOMTOKCH-2 -MeTHII (D eHI T )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

4-0kco-5-(2-penmnmupuauna-4-un)-N-((1S,2R)-2-npormonamupornukionentn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMuaa;

N-((1R,2S)-2-aMUHOIIUKIIOTEKCHI) -5 -(4-H30POTIOKCH-2 -Me T eHI)-4-0Kkco-4,5-muruapo-3H-1-Tua-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMHaa;

5-(4-n3omnpomnokcu-2-merundenmn)-N-((1S,3R)-3-(2-(MeTrnaMrHO )alie TaM /10 ) IMKIIOIEHTHII ) -4 -0Kkc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1S,2R)-2-anieTaMuaonuKIONCHTIN)-5-(*S)-(2-MeTnn-4-henokcudenmn )-4-oxco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuUIa;

TpeT-0yTHi-((1S,4S)-4-(4-okco-5-(4-benokcndennn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runeH-
2-kapOOKCaMUJIO )IIMKJIOTeKCHIT)KapOamara;

N-((1S,3R)-3-aMHUHOIIUKIIOTIEHT I )-4-0KC0-5-(4-peHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHIICH-2-KapOOKCaMH/Ia;

N-((1R,2S)-2-akpunamugonukionenTun )-5-(*R)-(4-u3onpomnokcu-2 -metmidennn )-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,285)-2-akprnaMu 1oIUKIONECHTI )-5-(* S )-(4-MeTHI-2 - ) CHOKCUTUPUMHUTUH-S5 -11)-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOoKcaMuia;

N-((1R,285)-2-akpunaMuIOIHUKIONEHTH )-4-0KCc0-5-(6-peHmmmupumuana-4-mn )-4,5-muruapo-3H-1-tua-
3,5,8-TpnazaanenaduieH-2-kapOoKcaMuaa;

N-((1R,25)-2-akpunaMugoIUKIOTeKCHI )-4-0KCc0-5-(2-hennnmupuanna-4-un )-4,5-muruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHIeH-2-KapOOKCaMHIa;

N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-4-0KC0-5-(2-peHmnmmupunua-4-nin)-4,5-nurunpo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua,

N-((1R,25)-2-amuronukmoneHTn)-5-(*S)-(4-metundeHokcunmupuana-3 - )-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiacH-2-KapOOKCaMu/Ia;

N-((1R,285)-2-akpunaMuouKIOneHTHN )-5-(*S)-(4-MeTHn-6-peHOKCHTTUpHUTUH-3-11)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-TpuazaaneHad TuieH-2-kapOoKcaMuia;

N-((1R,285)-2-akpuiaMu IOIUKIOTCKCHIT)-4-0KC0-5-(6-PpeHOKCUHpUInH-3-1un)-4, S-auruapo-3H-1-tua-
3,5,8-TpuazaarenadruieH-2-kapOoKcaMHaa;

N-((1R,25)-2-akpuiaMu TOIUKIOTeKC I )-5-(*S)-(4-MeTHIT-6-pCHOKCUTTHPU TN H-3 -1 ) -4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*R)-(4-u3onpomnokcn-2-MeTuindeHm)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

N-((1R,3R)-3-akpmraMuJOIHKIONEHTH )-5-(*S)-(2-MeTun-4-henokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1S,3R)-3-akpunamugonukiorekcui )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-akprnaMuI00UKIONEHTHI)-4-0Kkc0-5-(6-penokcunupuana-3-nn)-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaarenaduieH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunaMu1OIHAKIONEHTHN )-4-0KCc0-5-(6-penokcunupuaun-3-mn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadruieH-2-kapOokcaMHaa;

N-((1R,285)-2-akpunaMu TOIHAKIONEHTHN )-4-0KCc0-5-(5-penokcunupuaun-2-mn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1S,3R)-3-anieraMugoUKIIOTeKCHI)-5-(*S)-(2-MeTHn-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-
THa-3,5, 8-TpuazaarneHapTHICH-2-KapOOKCaMHIa;

N-((1R,3R)-3-aMuHOIUKIIOTEKCHI )-5-(2-MeTrI-4-heHokcud enmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMHIa;

N-((1R,3R)-3-akpmiaMuqoIUKIIOTeKCHI)-5-(*S)-(2-MeTrn-4-peHokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,25)-2-akpuaMuIOIUKIOTCKC T )-5-( 6-ITUKIO0 Yy TOKCU-4 -ME TUIITUPUAMH- 3 -11)-4-0Kc0-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,3R)-3-akpriraMuIOIUKIONEHTHI)-5-(2-MeTH-4-heHokcup e )-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpnazaanenaduieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-akprnamMuonuKiIoneHTui)-4-okco-5-(5-penokcunupuann-2-nn)-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1S,3R)-3-akpunamugonukionenTun )-5-(*R)-(4-u3onpomnokcu-2 -metmwidennn )-4-okco-4,5-Turuapo-
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3H-1-tmna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,285)-2-akpuIaMuIOIUKIOTSKCHIT )-5-( 6-ITUKI0O0 Yy TOKCH-2 -METUIITUPUAMH- 3 -11)-4-0KCc0-4,5-
murunapo-3H-1-tna-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,35)-3-akpunaMuOIUKIOTICHTH )-4-0KC0-5-(6-heHOKCUITIpU ArH-3-11)-4, 5-nuruapo-3H- 1 -tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akpunaMuOIHUKIONEHTHN )-4-0KC0-5-(4-heHmmmupunna-2-ni)-4,5-nurunpo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1S,3R)-3-akpunamugonukiorekcui )-5-(*R)-(4-u3onpomnokcn-2-MeTuindeHm)-4-okco-4,5-muruapo-
3H-1-tmna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1S,3R)-3-akpunamMu0HUKIONeHTHN)-5-(3-x510p-4-heHokcudennin)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaarenadruieH-2-kapOokcaMuaa;

N-((1R,25)-2-akpuiaMu TOIUKIONIEHTH )-4-0KCc0-5-(5-penmnmupunun-3-mn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenadtuineH-2-kapOoKcaMuaa;

5-([1,1'-6udennn]-3-mr)-N-((1R,2S)-2-akpunaMuonukiIoneHTun ) -4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaaneHapTHICH-2-KapOOKCaMHIa;

N-((1R,25)-2-akpunaMuAOIUKIONEHTHN )-4-0kc0-5-(3 -(upuanH-2-un ) perwn)-4,5-quruapo-3H-1-trna-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,3R)-3-aneTamumonkiorekcuin)-5-(*S)-(2-metmn-4-penokcud ennn)-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,3S)-3-akpunamugonukioneHTun )-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,2R)-2-akpriiaMuIOIUKIIOTICHTIII)-4-0KCc0-5-(2 -peHummupunua-4-un)-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaanenaduineH-2-kapOoKcaMHaa;

N-((1S,3R)-3-akpriiaMu IOIUKIONICHTHI )-4-0KC0-5-(2-peHmnmupunnna-4-mn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpnazaarenadTuineH-2-kapOoKcaMuaa;

N-((1R,25)-2-akpunaMuOIUKIOEHTHN )-5-(2-MeTHI-4-(MUpUAUH-3-1iIoKcH ) heHnN )-4-0kco-4, 5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMusa,

N-((1R,2R)-2-axkpmiaMu JOIHKIONEHTH )-5-(*S)-(4-MeTH-6-h eHOKCUITMPU T H-3 - 111 )-4-0KCc0-4, 5-
nmurunapo-3H-1-tna-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKkcaMua;

N-((1R,25)-2-akpunaMu O KIONEHTHN )-4-0KC0-5-(5-peHokcunupaszun-2-ni)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akpuiiaMu TOIUKIONIEHTH )-4-0KCc0-5-(3-(tupuanH-3-mn)penmn)-4, S-quruapo-3H-1-tua-
3,5,8-TpuazaarenadruieH-2-kapOoKcaMHaa;

N-((1R,285)-2-akpunaMuIOIUKIONECHTHN )-4-0KCc0-5-(6-penmmmupuna3zua-4-mn)-4,5-nurunpo-3H-1-tua-
3,5,8-TpuazaarenadruieH-2-kapOokcaMuaa;

N-((1R,25)-2-akpunaMu1oIHKIOTeKC I )-5-(*S)-(6-IUKI00y TOKCH -2 -ME THIITU PUIUH-3 -11)-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMu O KIONEHTHN )-5-(4-n30mponokcud ennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHIa;

N-((1R,25)-2-akpunaMuOIUKIOTEHTHN )-5-(2-MeTh-4-((TeTparuapo-2H-mupaH-4-mn)okcu ) peHwn ) -4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunaMuA O IUKIOTICHTHN )-5-(2-U30TTPOTUITHPUINH-4 -1111)-4-0KkCc0-4, 5-murunpo-3H-1-tra-
3,5,8-TpuazaanenaduineH-2-kapOoKcaMuaa;

N-((1R,3S)-3-akpriiaMu IOIUKIIONICHTII )-4-0KC0-5-(2-penmnmupunnna-4-un)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadruineH-2-kapOoKcaMuaa;

N-((1R,25)-2-akpuiaMuI0IHUKIOTeKC I )-5-(*S)-(6-HU30IPOIIOKCH-2 -ME THIITUPUANH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOoKcaMuia;

N-((1R,2S)-2-(3-xs10prnponanaMHI0 JIUKIOTIEHTHI)-5-(* S )-(4-MeTHII-6-(h eHOKCHITUPU TN H-3 - 1T ) -4 -0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,25)-2-akpunaMuOIHKIOTEKCHIT )-5-( 6-H30TIPOITOKCH-2 -METHIIITHPUANH-3 -1 )-4-0KCc0-4, 5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamusa;

N-((1R,3R)-3-akpmiaMu JOIUKJIONEHTH )-4-0KC0-5-(2-hennnmupuana-4-un)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2R)-2-akpmiaMuJOIUKIOTeKCHIT)-5-(*S)-(4-MeTHI-6 - eHOKCUTTPU T H-3-111)-4-0KC0-4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapookcaMuia;

N-((1RS,3RS)-3-akpunamMugouKiIoneH T )-4-okco-5-(5-penokcunmpuana-2-mn)-4,5-auruapo-3H-1-tua-
3,5,8-TpnazaanenadruieH-2-kapOokcaMuaa;

N-((1R,3R)-3-akprnamunonuknorekcui)-5-(*R)-(4-usonponokcu-2-metuindenun)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1RS,3RS)-3-akpunamugonukiorekcun)-4-okco-5-(5-penokcunupuann-2-nin)-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,3R)-3-(2-(nuMeTHIIaAMIHO )alle TAMUIO )ITUKIIOTICHTHN )-5-(2-Me TrI-4 - eHOKc e HT)-4-0KkCco-4, 5-
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muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKkcaMuia;

N-((1R,2R)-2-akprinaMuI0IUKIOTeKCHIT )-4-0KCO-5-(5-(heHoKcumpuIuH-2-1i)-4,5-muruapo-3H- 1 -tna-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2R)-2-axkpmiaMuJoHKIONEHTH )-5-(*S)-(4-MeTH-2 - eHOKCUTTUPUMUTUH-5-11)-4-0KCc0-4, 5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIHUKIOEHTHN )-5-(2-MeTHI-4-(MUPUAUH-2-UI0KCH ) heHnN )-4-0Kco-4, 5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamusa,

N-((1R,25)-2-akpunaMugonukiIorekcui )-5-(*S)-(6-mukI100y ToKC -4 -Me THITTUPH U H-3 - 11 )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOoKcaMuia;

N-((1R,285)-2-akpriiaMu IOIIUKIOTEKCHIT )-5-(6-U30MPOMOKCH-4-METHITHPUANH-3 -1 )-4-0KC0-4, 5 - TUT U IPO-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,285)-2-akpuiaMuIOIUKIOTSKC T )-5-(6-(IUKIOTICHTHIOKCH ) -4 -ME TUIITUPUAMH- 3 -1 )-4-0Kc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMua;

N-((1R,285)-2-akpuiaMu TOIUKIOICHTHI )-5-( 2 -Me THIT-4-(TUPUMHTUH-2 -WITOKCH ) peHmIT)-4-0kc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIUKIOTEKCHI )-5-(6-1300y TOKCH-4-ME THIITHPUAWH-3 -1 )-4-0KCc0-4, 5- TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamusa,

N-((18,3S)-3-akpunamupornukionenTwn)-5-(*S)-(2-metmn-4-penokcudennn)-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,2R)-2-axpmraMuI0IHKIOTeKCHIT)-4-0KC0-5-(2-pernnmupuaua-4-wmin)-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuieH-2-kapOoKcaMHaa;

N-((1R,3R)-3-aneTaMuIO U KIONCHTI)-5-(2-MeTHI-4-peHOKCUpeHIN )-4-0KkCc0-4, 5 - nurunpo-3H- 1 -tua-
3,5,8-TpuazaarenadruieH-2-kapOoKcaMuaa;

5-(2-metmin-4-penokcudenmn)-N-((1R,3R)-3-(2-(MeTrnIaMUHO )arie TaMu 10 ) IUKJIOTICH T ) -4 -0Kkc0-4, 5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TiieH-2-kapOoKcaMua;

N-((1S,3R)-3-amurOnIKIOTEKCHN )-5-(*S)-(2-MeTnn-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((18,3S)-3-akpunamugornukiorekcni)-5-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1R,3R)-3-akpmraMuJOIHKIOTeKCHIT)-4-0KC0-5-(2-pernnmupuaua-4-wmin)-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua,

N-((1R,2R)-2-amuHOIMKIONIEHTNIN)-5-(4-MeTHII-6-(heHOKCUTTMPUANH-3 -1 )-4-0kc0-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpuiaMu TOIUKIONIECHTI )-4-0KCc0-5-(4-((TeTparunpo-2H-nupan-4-un)okcn) permn)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,3R)-3-(2-aMmuHOaETAMHU IO )LIUKIIONEHTHI ) -5 -(2-MeTrin-4-penokcndenmn)-4-okco-4,5-auruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapOokcaMuIa;

N-((1R,3R)-3-aMUHOIUKIIONCHTHN )-5-(2-MeTHI-4-PeHOKCupeHm)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHIeH-2-KapOOKCaMHIa;

N-((1R,35)-3-akpunamugonukiorekcui )-5-(*S)-(2-metnn-4-penokcudenrmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*R)-(6-u30mpomnokcn-2 -Me THIHPU AWH-3 -1 )-4-0Kkc0-4, 5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOokcaMua;

N-((1R,2R)-2-akpninaMHuI0IUKIOTeKCHIT )-4-0KCO-5-(6-peHOKCUTUpUIUH-3-1i)-4,5-muruapo-3H- 1 -tna-
3,5,8-TpuazaanenadruieH-2-kapOoKcaMHaa;

N-((1R,3S)-3-amunonuknoneHTn)-5-(*S)-(2-metmn-4-penoxcuenmn)-4-okco-4, 5S-quruapo-3H-1-tua-
3,5,8-TpnazaanenadruieH-2-kapOoKcaMuaa;

N-((18,3S)-3-aneramunonuknoneHTnn)-5-(*S)-(2-metun-4-penoxcupennn)-4-oxco-4,5-murunpo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMuU/Ia;

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*R)-(6-KI100y TOKCH-2 -METHIITAPUIUH- 3 -1 )-4-0KC0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((18,3S)-3-anmeramugonukiorekcui)-5-(*S)-(2-metnin-4-peHoxcudenmn)-4-okco-4,5-murunpo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,3S)-3-aneraMmugonuiIoneHTN )-5-(*S)-(2-Mmetun-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((18,3S)-3-(2-(muMeTHIaMIHO )alle TAMHIO ) TUKIONCHTII ) -5 -(2-Me THIT-4 - eHOKCUP e HIT ) -4 -0KCO-4,5-
muruapo-3H-1-tua-3,5, 8-tpuasaanenadTiiieH-2-kapOoKcaMuIa;

5-(2-metmn-4-penokcudenmn)-N-((1S,3S)-3-(2-(MeTHIaAMHHO )alle TAMUI0 ) IUKIIOTICHTHN ) -4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOokcaMuia;

N-((18,3S)-3-amuHonmkorekcmn)-5-(*S)-(2-metnin-4-penoxkcnennn)-4-oxco-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua,

5-(3-xsop-4-penokcudennn)-N-((1S,3R)-3-((E)-4-(mumeTnnaMuHO )0y T-2 -€HAMHUJIO ) ITUKJIOTIEHTHII ) -4 -
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okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad riieH-2-kapookcamMuaa;

5-([1,1'-6udennn]-3-mn)-N-((1R,2S)-2-amuHOIIUKIONCHTIT )-4-0KC0-4,5-murunpo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMHIa;

5-(*S)-(2-meTmn-4-penoxcudennn)-N-((1R,3S)-3-(2-(MeTrmIaMuHO )arie TaMU 0 ) ITUKIIOTeKCri ) -4-0Kkc0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,35)-3-(2-aMmuHOAIIETAMHJIO ) IIUKJIOTeKCHIT)-5-(*S)-(2-MeTnn-4-henokcnpennn)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpruaszaanenad tniaeH-2-kapOoKcaMua;

N-((1R,35)-3-(2-(muMeTHIIaMHAHO )alle TAMUI0 )ITUKIOTeKCHI )-5-(*S)-(2-MeTrin-4-henokcndenni )-4-okco-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaaneHad rneH-2-kapOoKcaMuaa;

N-((1R,35)-3-aneramunonukinorekcun)-5-(*S)-(2-mermin-4-henokcudenmn)-4-okco-4, 5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;

N-((1R,25)-2-amuHOomuKIIONCHTIN)-5-(*S)-(4-Me THII-2-(h eHOKCHUITUPUMUUH-5 111 )-4-0KC0-4, S-TUTHUAPO-
3H-1-tna-3,5,8-TpnazaanenadrruineH-2-kapOokcaMuIa;

N-((1R,2R)-2-amMuHonmKIOreKCHN)-5-(*S)-(4-MeTHII-6-peHOKCHITUPUTHH-3 - 1) -4-0KCc0-4, 5-muruapo-3H-
1-tna-3,5,8-rprnazaaneHad TuieH-2-kapOOKCaMuIa;

N-((1R,2R)-2-amuHOIHKIONEHTHN )-5-(*S)-(4-MeTHI-2-DEHOKCUTTUPUMUTUH-S5-1111)-4-0KC0-4,5-TUTHAPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamMusa,

N-((1R,25)-2-aMHHOIIUKIIOTEKCHI )-4-0KC0-5-(6-heHokcunupuauH-3-mi)-4,5-muruapo-3H-1-tna-3,5,8-
TpHazaarneHapTHICH-2-KapOOKCaMHIa;

N-((1S,2R)-2-anieTaMu IO KIIONIEHTHI )-4-0KCO-5-(2-hennnmupuaua-4-wun )-4,5-quruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((18,3S)-3-amuHomKIONEHTIN)-5-(*S)-(2-MeTn-4-penoxcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadruieH-2-kapOoKcaMHaa;

N-((1R,25)-2-amuHOIIIKIIOTeKCHIT ) -4-0KCO-5-(2-(heHmnmupuaun-4-mn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((1R,3S)-3-amuronnkIorekcwin )-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-amuronmkmonenTn )-5-(*R)-(4-u3onpomnokcu-2-metundenmn)-4-okco-4,5-nurunpo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIcH-2-KapOOKCaMuU/Ia;

N-((1R,2S)-2-aMuHOIIUKIIOTIEHTHA ) -4-0KC0-5-(2-penmmupunun-4-nn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMHIa;

N-((1R,2R)-2-akprnamunonukiorekcui)-5-(*R)-(4-usonponokcu-2-metuidenun)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,285)-2-amuHOIIUKIIONEHTII)-4-0KC0-5-(6-heHOKCUTUpUANH-3 -1)-4, 5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKcaMuIa;

N-((1R,25)-2-akpunamunouukiorekcn)-5-(*R)-(6-uukno0y Tokcu-4-Me THITHPUINH-3 -1 ) -4 -0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TiieH-2-kapOoKcaMua;

N-((1R,2S)-2-aMHUHOIIUKIIOTIEHTHA ) -4-0KC0-5-(4-peHmmupuaun-2-un )-4,5-nuruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMHIa;

N-((1R,2R)-2-ruIpOKCHIIMKIONEHTHI )-4-0KCO-5-(2-hennnmupuana-4-wun)-4,5-quruapo-3H-1-tua-3,5,8-
TpHazaarneHaQTHICH-2-KapOOKCaMHIa;

N-((1R,2R)-2-aMUHOIMKJIONEHTH )-4-0KC0-5-(6-heHoKcumupuauH-3-mn)-4,5-muruapo-3H-1-tna-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((1R,25)-2-aMUHOIIUKIOTICHTII)-5-(2-U30Tp oMU PUIUH-4-111)-4-0Kkc0-4,5-nurunpo-3H-1-tua-3,5,
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((1R,28S)-2-aMUHOIIUKIONICHTI)-5-(4-U30TpOTOKCUPeHI )-4-0KCc0-4,5-turuapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((18,25)-2-axpunamugonukiorekcui)-5-(*R)-(4-u3onponokcu-2-meTmii eHnin)-4-okco-4,5 - Turupo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamusa,

N-((1R,2R)-2-axpmraMA0IAKIOTeKC ) -5 -(*S)-(4-M30TpONIOKCH-2-MeTUIAPEHIIT )-4-0KC0-4,5 - TUTU AP O-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMua,

N-((18,S)-3-axpmramMmu gonukiIorekcn)-5-(*R)-(4-uzonponokcu-2-mermind enn)-4-okco-4,5-quruapo-3H-
1-tna-3,5,8-rpuazaanenad TuieH-2-kapOOKCaMHIa;

N-((1R,35)-3-akpunamugonukiorekcui )-5-(*R)-(4-u3onpomnokcn-2-MeTuineHm)-4-okco-4,5-muruapo-
3H-1-tuna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,3S)-3-axpunamugonukiaonesTun)-5-(*R)-(4-n3onponokcu-2-merundennn)-4-oxco-4,5-quruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapOokcaMuIa;

N-((1R,2R)-2-aMHHOIIMKIIOTEKCHIT)-4-0KCO-5-(6-PeHokennupuann-3-un)-4,5-murunpo-3H-1-tna-3,5,8-
TpuasaaneHaTHICH-2-KapOOKcaMuIa;

N-((1R,25)-2-amuHOIIUKIIONICHTII)-4-0KC0-5-(6-heHrmmmupuaa3un-4-un)-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHICH-2-KapOOKCaMH/Ia;

N-((18,3S)-3-akpunamugonukiorekcui )-4-okco-5-(2-penmmupunnn-4-nn)-4,5-nuruapo-3H-1-tua-3,5,8-
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TpuasaaneHaTHICH-2-KapOOKCcaMua;

N-((1R,25)-2-anieTaMuAOIUKIONCHTII)-4-0KC0-5-(2 - eHrmmupunua-4-mn)-4,5-quruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHICH-2-KapOOKCaMH/Ia;

N-((1R,2S)-2-aMHUHOIIUKITIOTIEHTHN ) -4-0KC0-5-(6-peHmmupumMuana-4-uin)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHIa;

N-((18,3S)-3-akpunaMuI0TUKIONEHTHI ) -4-0KC0-5-(2-penmmupunun-4-mun)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHICH-2-KapOOKCaMHIa;

N-((1R,35)-3-akpunaMuOIUKIOTeKCHI )-4-0KCc0-5-(2-hennnmupuanna-4-un)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuUIa;

N-((1R,25)-2-amuHOIIUKIIONCHTIN)-4-0KCO-5-(5-heHmmmupuana-3-mn)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcCaMuIa;

N-((1R,25)-2-amuHOIIKIIOTICHTI)-4-0KC0-5-(3 -(upuaun-2-ni)henun)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcaMua;

N-((1S,2R)-2-(2-(MeTunaMnHO )anieTaMHu/10 )IUKIONEHTH ) -4-0KCc0-5-(2-pennnmupunna-4-mn)-4,5-
nmuruapo-3H-1-tua-3,5,8-Tpraszaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-amurOonIMKIOTIEHTHN )-5-(2-MeTh-4-((TeTparuapo-2H-mupan-4-wmin)okcH ) permn )-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-amuHOIMKIOTIEHTHA )-4-0KC0-5-(4-((TeTparuapo-2H-mupaH-4-mir)okcH )perrn )-4,5 - quruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

pareMruIecKoro uc-N-((1RS,3RS)-3-amuHOIIMKIIOMIEHTHN )-4-0KC0-5-(6-h eHOKCUTTHPUANH-3-111)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKkcaMuia;

pauemudeckoro  tpaHc-N-((1RS,3RS)-3-amunonmkinonenTin)-4-okco-5-(6-peHoKCuTUpuInH-3 -11)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,25)-2-akpuiaMu TOIUKIOTeKCHIT)-4-0KC0-5-(5-PpeHokcunmupunua-2-un)-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaanenadruieH-2-kapOokcaMHuaa;

N-((1RS,2RS)-2-akpuaaMuIOIIKIONEHTHI)-5 -(2-MeTHIT-6-(peHOKCUTTHPUIINH-3 -1IT)-4-0KC0-4, 5 - AT U AP O-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamMusa,

N-((1RS,3RS)-3-aMUHOTIMKIIONIEHTII)-5 -(4-MeTHIT-6-(heHOKCUTTUPHU I H-3 -11)-4-0KCc0-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;

N-((1RS,3RS)-3-akpuaaMuIOIKIONEHTII)-4-0KCc0-5-(6-perHokcunupunua-3-nin)-4,5-nurunpo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua,

N-((1R,2S)-2-akpunamMugonukiorekcun)-4-okco-5-(5-penokcunupasnn-2-mn)-4,5-guruapo-3H-1-tua-
3,5,8-TpnazaarenadtuneH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpuiaMu IOIHUKIONIEHTH )-4-0KC0-5-(5-peHokcunupumuana-2-mi)-4,5-nmuruapo-3H-1-tua-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMuaa;

N-((1R,2S)-2-akpunaMuI0HKIOTeKCchIT)-4-0Kkco-5-(5-penokcunupumunus-2-mn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpnazaanenaduineH-2-kapOoKcaMHaa;

N-((1R,25)-2-akpunaMugonukiIonenTun )-5-(S)-(6-u300y TriI-4-MeTHIIMAPUAUH-3 -1 )-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMmugonukiorekcui )-5-(*S)-(6-u30mpomnokcn-4-MeTHIIMTAPUAUH-3 -1 )-4-0kc0-4,5-
nmurunapo-3H-1-tua-3,5,8-Tpraszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIUKIOTEHTHN )-4-0kc0-5-(*S)-(4-(mupuann-3-unokcu ) pennn )-4,5-quruapo-3H-
1-tna-3,5,8-rpnazaanenad tuinen-2-kapookcaMuia;

N-((1R,2R)-2-akpuinaMuIOIUKIONEHTHI)-5-(*S)-(2-MeTHII-0- e HOKCUTTHPU AN H-3-11 ) -4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,2S)-2-akpunaMuI0IHUKIOTeKCHIT)-4-0KCc0-5-(2-peHokcunupuMuInH-5-1mi)-4,5-nturuapo-3H-1-Tua-
3,5,8-TpuazaanenadruineH-2-kapOoKcaMHaa;

N-((1R,25)-2-akpuiaMu TOIUKIOTeKC I )-5-(*S)-(2-MeTHII-6-peHOKCUTTHPU AN H-3 -1 ) -4-0KC0-4,5-
murunapo-3H-1-tua-3,5,8-Tpuaszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukiaoneHTn )-5-(*S)-(2-metnn-4-((terparuapo-2 H-nmupaH-4-wmm)okcH ) eHrn) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tprazaanenad TriaeH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunaMuAOIUKIOTICHTHN )-5-(2-MeTHI-4-(MUPpUIa3UH-3-ITOKCH ) e HT )-4-0KCc0-4, 5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1*S,3*S)-3-akpunamuaonukionenTun)-5-(*S)-(4-metmn-6-penokcunupuaua-3-mi)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,2R)-2-akprinaMuI0IUKIONEHTHI)-4-0KCc0-5-(5-penokcunupumunun-2-mn)-4,5-nuruapo-3H- 1 -tua-
3,5, 8-TpuazaaneHadTHICH-2-KapOOKcaMuIa;

N-((1*8S,3*S)-3-akpunamMmunonukiaorekcun)-5-(*S)-(4-meTni-6-heHokcuupuInH-3 -1i)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,285)-2-akpriaMu TOIUKIOTeKCHIT)-5-(*S)-(6-(IIUKIOTCHTUIIOKCH ) -4 -ME THIITUPU U H-3 -11 ) -4 -OKCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKcaMuIa,;

N-((1R,25)-2-akpunaMuJOIUKIOTICHTHN )-4-0KC0-5-(2 - eHOKCUTTUPUMUANH-5-11)-4,5-nuruapo-3H-1-Ttua-
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3,5,8-TpuazaanenadruineH-2-kapOoKcaMHaa;

N-((1R,2R)-2-akprinaMu1onuKIONeHTHI)-4-0Kkc0-5-(5-penokcunmpasnn-2-mn)-4,5-quruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*S)-(6-u300yTokcn-4-MeTHIIMAPUARH-3 -1 )-4-0Kkc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKcaMua;

N-((1S,3R)-3-akpriaMuOIUKIOTICHTHN )-4-0KC0-5-(5-heHokcunupu auH-2-1mi)-4,5-auruapo-3H- 1 -tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2R)-2-axpmIaMuJOIIUKIONEHTHT )-4-0KCO-5-(2-(heHOKCHTTUPpUMHU U H-5-11)-4, 5-murupo-3H-1-tna-
3,5,8-TpnazaarenadruineH-2-kapOokcaMuaa;

N-((1*8S,3*S)-3-akpunamMugoIUKIOTeKCHN )-4-0Kkc0-5-(5-henokcunupuaun-2-mn)-4,5-nurunpo-3H-1-tua-
3,5,8-TpnazaarenadruineH-2-kapOoKcaMHaa;

N-((1R,2R)-2-akpriiaMu IO KIONICHTII)-5-(*S)-(4-130mponokcu-2 -me T eHun)-4-okco-4, 5-muruapo-
3H-1-tna-3,5, 8-rpuazaaneHadruieH-2-kapooKkcaMuia;

5-([2,3'-6unmpunnn]-4-mm)-N-((1R,2S)-2-akpuinaMu IOIUKIOEH T )-4-0Kc0-4, 5 -murunpo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1*R,2*S)-2-amuHOonukIoneHTHN )-5-(*S)-(2-MeTH1-6-P eHOKCHITHPUANH-3 -1 )-4-0KCc0-4, 5-TUTH IPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMusa,

N-((1S,3R)-3-akprnaMuJOIUKIOTICHTHN )-4-0KC0-5-(2 - eHOKCUTTUPUMUANH-5-11)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akpunaMu O KIONEHTHN )-4-0KC0-5-(5-peHmnmupunasuna-3-un)-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaarenadtuineH-2-kapOokcaMuaa;

N-((1*S,3*S)-3-akpunaMuIOIUKIONCHTIN)-4-0KC0-5-(6-heHOKcUTUpuAnH-3 -1n)-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaanenadruineH-2-kapOokcaMuaa;

N-((1R,2R)-2-akpunaMui0IHKIOTeKCHI)-5-(*S)-(2-MeTHIT-6-(h eHOKCUTTUPUAMH- 3 -1 )-4-0Kc0-4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOokcaMuia;

N-((18S,3S)-3-akpunamMugoukIorekcui )-4-okco-5-(6-penokcunupuant-3-un)-4,5-quruapo-3H- 1 -tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2R)-2-axpmraMuOITUKIONEHTHIT )-4-0KkCc0-5-(3-(mupuaun-3-wn) pennn)-4,5-nurunpo-3H-1-tra-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

5-([2,2'-6unmmpuaun]-4-um)-N-((1R,2S)-2-akpunaMu 0 UKIOTIEHTHN ) -4-0Kkc0-4, 5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

5-([2,3'-6unmpunun]-4-mm)-N-((1R,2R)-2-akpunaMugonukioneHTun)-4-okco-4, 5-muruapo-3H-1-tua-
3,5,8-TpuazaanenadtuineH-2-kapOoKcaMuaa;

N-((1R,2R)-2-akprinaMu100UKIONEHTHI)-4-0KCc0-5-(3 -(mupunun-2-wn)penwn)-4,5-muruapo-3H- 1 -tna-
3,5,8-TpnazaanenaduineH-2-kapOoKcaMuaa;

N-((1*R,3*S)-3-akpunaMuaoUKIONSHTHI )-4-0KCO-5-(5-(h eHOKCUTTUPUTUH-2 - 1101 )-4, 5-turuipo-3H- 1 -Tna-
3,5,8-TpuazaanenadruieH-2-kapOoKcaMuaa;

N-((1*R,3*R)-3-akprraMuIOTIMKIONEHTIU)-5-(* S )-(4-Me THII-6-h e HOKCUTTUPU TUH-3-1T)-4-0KC0-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuAOIUKIOTICHTHN )-5-(6-(M30TIPOMTMIAMIHO )-4 -MEe THIITUPU TUH-3-11)-4-0KC0-4,5-
nmuruapo-3H-1-tua-3,5,8-Tpraszaanenad tniaeH-2-kapOoKcaMua;

N-((1*R,3*R)-3-akprraMHIOTIKIOT€KCHIT)-4-0KC0-5-(6-perokcunupuana-3-umn)-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaarenadruneH-2-kapOoKcaMuaa;

N-((1*R,3*R)-3-axpunamugonmkiorekcun)-5-(*S)-(4-metnn-6-peHokennupuaus-3-ui)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,25)-2-amunHouknorekcmn)-5-(*S)-(2-metuin-6-heHokcumupuaua-3 -mi)-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad Tunen-2-kapookcaMuia;

N-((1*R,3*R)-3-axpunaMuI0IMKIONEHTHI )-4-0KCc0-5-(6-heHoKCHITMpunH-3 -1)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,2S)-2-amurOnIKIOTEKCHN )-5-(*S)-(6-1300y THI-4 -ME THITTUPHU TN H-3 -11)-4-0KCc0-4,5 - muruapo-3H-
1-tna-3,5, 8-rpuazaarneHadTHICH-2-KapOOKCAMHIA;

N-((1R,2R)-2-aMUHOIMKJIONCHTHN )-5-(2-M30TMPpONMUITIUpHINH-4-11)-4-0KCc0-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHaQTHIeH-2-KapOOKCaMH/Ia;

N-((1R,2R)-2-axpmraMuJOITHKIOTICHTILT )-5-( 2 -M30p oMU pUINH-4-11)-4-0KCc0-4,5-nuruapo-3H-1-Ttra-
3,5,8-TpnazaanenadruineH-2-kapOoKcaMHaa;

N-((1R,2R)-2-akpniiaMuIOUKIOTeKCHIT)-4-0KCO-5-(2-peHOKcnIupUMUINH-5-1i)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaanenadruineH-2-kapOoKcaMHaa;

N-((1R,2R)-2-amunonmknoneHTIN)-5-(*S)-(2-Me -6 -heHOKCUTTUPU THH- 3 -11)-4-0Kc0-4, 5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuineH-2-kapookcaMuia;

N-((1R,25)-2-aneramuaonukinorekcun)-5-(*S)-(2-meTrin-6 - eHOKCUTUPUAHH-3 -1 )-4-0KC0-4, S~ TUTHAPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

N-((1R,25)-2-akpunamugonukiorekcui )-5-(*R)-(6-(MUKIONEHTHIIOKCH )-4-Me TUIITUPH TN H-3 -1JT)-4-0KCO-
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4,5-muruapo-3H-1-tua-3,5,8-tpuaszaancHad TrneH-2-kapOoKcaMuaa;

5-([2,2'-6unmpunun]-4-mm)-N-((1R,2R)-2-akpunaMunonukoneHTun)-4-okco-4, 5-muruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

5-(*S)-(2-meTmin-6-henoxcunupunui-3 -mi)-4-oxco-N-((1R,2S)-2-nponmonamugonukiorekcuin )-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1*R,3*R)-3-akprraMHIOTIKIOT€KCHIT)-4-0KCc0-5-(5-perokcunupuann-2-numn)-4,5-muruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua,

N-((1R,25)-2-anieraMugonuKIONEHTIIN )-5-(*S)-(2-Me THI-6- ) €HOKCUTTMPUANH-3 -1 )-4-0KCO-4, 5- TUTHIPO-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

5-(*S)-(2-metnn-6-penokcunupuaun-3-mi)-4-oxco-N-((1R,2S)-2-npornmoHaMuronuKIONeHTH ) -4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,2S)-2-akpunamugonukiaonestun)-5-(*R)-(2-metuin-4-((terparnapo-2H-nupan-4-wmm)oxcn) peHunn) -
4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadtiieH-2-kapOokcaMuia;

N-((1R,25)-2-akpunamugonukiorekcu)-5-(*R)-(6-1u30mponokcu-4-Me THIITUPUINH-3 -1T)-4-0Kkc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-amuHOIUKIIOTIEHTHA )-4-0KC0-5-(5-peHmmupuna3un-3-mn)-4,5-quruapo-3H-1-tua-3,5,8-
TpHa3aarneHapTHIeH-2-KapOOKCaMH/Ia;

N-((1R,2R)-2-amuHOIHKIIOTEKCHI )-5-(*S)-(2-MeTHI-6-heHOKCUTTHPUANH-3 -1 )-4-0Kkc0-4, 5S-muruapo-3 H-
1-tna-3,5,8-rpuazaaneHad TuieH-2-KapOOKCaMHIa;

N-((1S,3R)-3-akpunaMuOIUKIOTeKCHI )-4-0KCc0-5-(2-hennnmupuanna-4-un)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCcaMuIa;

N-((1R,28S)-2-akpunamunonukiorekcn)-5-(*R)-(6-u300yTokcnu-4-Me THIIMUPUINH-3 -11)-4-0KkCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

5-(*S)-(2-metnn-6-penokcunupuana-3-min)-4-oxco-N-((1R,2R)-2-npornmonamMuronnkinonenTn)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOokcaMuia;

N-((1R,2S)-2-amurOonKIOTIEHTHA )-5-(*S)-(6-1300y THI-4 -METUITTUPUINH-3 -11)-4-0KC0-4,5 -nuruapo-3H-
1-tna-3,5,8-rpuazaanenad TuieH-2-KkapOOKCaMHIa;

N-((1R,3S)-3-amunronmkmoneHTn)-5-(*S)-(4-metnn-6-penokcunupuana-3-ui)-4-okco-4,5-quruapo-3H-
1-tna-3,5,8-rprnazaaneHad TuieH-2-kapOOKCaMHIa;

N-((1R,3S)-3-amuronmKIOoreKCHN )-5-(*S)-(4-MeTHI-6-peHOKCUTTHPUANH-3 -1 )-4-0Kc0-4, 5-murunpo-3 H-
1-tna-3,5,8-rprnazaanenad TuieH-2-kapOOKCaMHIa;

N-((1R,285)-2-akpunaMuI0IUKIOTeKCHIT)-5-(*S)-(6-1300y THII-4-Me THIITUPUIUH-3 -1T)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,2R)-2-aneTamunonukiaoneHTn)-5-(*S)-(2-metun-6-heHoKkcumupuanH-3 -1 )-4-0kco-4, 5- TUruipo-
3H-1-tuna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,35)-3-akpunaMuouKIONeHTHN )-5-(*S)-(4-MeTHI-6-peHOKCHTTUpUTUH-3-11)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOoKcaMuia;

N-((1R,3S)-3-anieraMugoIUKIIOTeKCHIT)-5-(*S)-(4-MeTHI-6 - €HOKCUTTUPUINH-3 -11)-4-0KCO-4, 5- TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamMua,

5-(*S)-(4-meTmin-6-penoxkcunupunui-3-mi)-4-okco-N-((1R,3S)-3-nponronamugonukIoneHTnn )-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpruaszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,2R)-2-aneTaMuI0TIMKIOTeKCHI)-5-(*S)-(2-Me THIT-6- () eHOKCUTTUPHU T H-3 - 1T )-4-0KC0-4,5 - TUru Apo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,35)-3-akpuiaMu TOIUKIOTeKC I )-5-(*S)-(4-MeTHI-6-pCHOKCUTHUPU AN H-3 -1 ) -4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOoKcaMua;

5-(*S)-(2-metnn-6-penokcunupuann-3-mi)-4-okco-N-((1R,2R)-2-nponmonamMuponukiorekci )-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,3S)-3-akpuiaMu TOIHUKIIOICHTHI )-5-(6-1300y TOKCH-4-ME THIITHPU TN H-3 -1 ) -4-0KCO-4, 5 - TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

N-((1R,35)-3-akpunaMuoUKIOTeHTHN )-5-(*S)-(6-(IUKI0MEH TUIIOKCH ) -4 -ME THIITAPUANH- 3 -11 ) -4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoKcaMuIa,;

N-((1R,2S)-2-akpunaMugOIUKIONEHTHN )-5-(2-MeThI-4-((2-MeTHIIHp U ArH-3 -1 ) OKcH ) (h eHI T ) -4-0KCOo-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoKcaMuIa,;

N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-5-(2-MeThI-4-((6-MeTHIIIHPUAWH-2-1J1 ) OKCH ) (h eHI T ) -4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaancHad rneH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunaMu1OIHAKIONECHTHN )-S5 -(4-((6-Me THAHPUIUH-2-11 ) OKCH ) heHum )-4-0Kkco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMua;

N-((1R,285)-2-akpunaMuIOIUAKIONECHTHN )-S5 -(4-((6-Me THAHPUIUH-3 -1 ) OKCH ) heHm ) -4-0Kkco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;

N-((1R,285)-2-akpunaMu1oHUKIONECHTH )-5-(* S )-(6-(1IUKIOTIEH THIIOKCH )-4 -ME TUIIITU PU I H- 3 -1T)-4 -0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-5-(4-((2-MeTHIIMUPUANH-3 -11 ) OKCH ) heH T ) -4-0KC0-4,5-
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muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKkcaMuia;

N-((1R,25)-2-akpunaMu1ouKIONeHTH )-5-(* S )-(6-n300y TOKCH-4-ME TUIITUPUAMH- 3 -11)-4-0Kc0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpruazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-amurOnIKIOTIEHTHN )-5-(*S)-(6-(IUKIOTIEH THIOKCH ) -4 -METHIIMTAPUIUH- 3 -11 )-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpruaszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-amurOnIKIOTEKCHI )-5-(*S)-(4-Me THI-6-peHOKCUTTHPUANH-3 -1 )-4-0Kkc0-4, 5-murunpo-3 H-
1-tna-3,5,8-rprnazaaneHad TuieH-2-kapOOKCaMHIa;

N-((1R,25)-2-akpunaMu O KIOIEHTHN )-5-(2-IUKIOOy THIITA pUIUH-4-11)-4-0KC0-4,5-nuruapo-3H-1 -
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

N-((1R,25)-2-aneramuaonukinorekcun)-5-(*S)-(4-meTrin-6 - eHOKCUTUPUAHH-3 -1 )-4-0KC0-4, S~ TUTHAPO-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,25)-2-aneraMmuaonukironeHTn)-5-(*S)-(4-metrin-6 - eHOKCUTUPUAUH-3 -1 )-4-0KC0-4, S-IUTHUAPO-
3H-1-tmna-3,5,8-TpnazaanenadrruineH-2-kapOokcaMua;

N-((1R,2R)-2-akpuiiaMu IO KIIOTICHTIII)-5-(2 -IIUKI00 y THIIHPU TN H-4 -1 ) -4-0KCc0-4, 5-nuruapo-3H-1 -
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;

5-(*S)-(2-meTmin-4-penoxcudennn)-4-okco-N-((1R,2S)-2-nponmonaMu gonukinorekcmn -4, S-quruapo-3H-
1-tna-3,5,8-rprnazaanenad TuieH-2-kapOOKCaMHIa;

5-(*S)-(4-meTmin-6-henoxkcunupunui-3 -min)-4-oxco-N-((1R,2S)-2-nponmmonamugonukiorekcuin )-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,2R)-2-axkpmiaMuJoHKIONEHTH )-5-(*S)-(6-1300y THIT-4-ME THIITUPUANH- 3 -11 ) -4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,2S)-2-akpuiaMuI0UKIONEHTH )-5-(2-MeTnin-4-(((S)-TeTparunpodypan-3-um)oxcu) peHnn)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapookcamMuaa;

N-((1R,285)-2-akpuiaMuIOIHAKIONECHTH )-5-(2 -Me THIT-4-((6-METHIITUP U AMH- 3 -FIT) OKCH ) P eHIIT ) -4 -OKCO-
4,5-muruapo-3H-1-tna-3,5,8-tpuaszaaneHad rneH-2-kapOoKkcaMuaa;

5-(*S)-(4-meTmin-6-henoxkcunupunui-3 -mi)-4-oxco-N-((1R,3S)-3-nponmonamugonukiorekcuin )-4,5-
nmuruapo-3H-1-tua-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukionenTrn )-5-(2-metni-4-(((R)-rerparuapod ypan-3-mr)okcn ) peHmn)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunaMu O KIOICHTHN )-4-0KC0-5-(4-(Tupuaa3uH-3-mwiokcu ) peHwn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiaeH-2-KapOOKCaMuU/Ia;

5-(*S)-(4-metnn-6-penokcunupuana-3-mi)-4-okco-N-((1R,3R)-3-npornmonamMuronnkinonenTn)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((18,4S)-4-aueramunonukinorekcui)-5-(*S)-(4-metun-6-peHokcunupuani-3-mmn)-4-oxco-4,5-auruapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapookcaMuIa;

5-(*S)-(4-metnn-6-penokcunupuans-3-mi)-4-oxco-N-((1S,3R)-3-nponroHaMutonmKIoneHTmn)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOokcaMuia;

N-((1S,3R)-3-anieraMugoUKIONEHTIIN )-5-(*S)-(4-Me THI-6-h eHOKCUTTPUANH-3 -1 )-4-0KCO-4, 5- TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMusa;

N-((1R,3R)-3-anieTaMuIOTIKIOTIEHTIUT)-5-(*S)-(4-Me THIT-6-(h eHOKCUTTUPU TN H-3 -1 )-4-0KCO-4, 5 - TUT U AP O-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa;

N-((1R,2R)-2-ruIpOKCHIMKIONEHTHI )-4-0KCc0-5-(4-henokcnudennn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOKCaMuIa;

N-((1R,35)-3-amuHOIMKIONCHTIN)-5-(* S )-(6-(IUKIONICHTUIOKCH ) -4-ME THIITUPUAUH- 3 -111)-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((18,3S)-3-aneramuonnkinoneHTn)-5-(*S)-(4-metuin-6-peHokcuupunH-3 -1i)-4-okco-4, 5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,25)-2-anieTaMu A0 KIONCHTII)-4-0KC0-5-(4-heHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaaneHapTHIeH-2-KapOOKCaMH/Ia;

N-((1R,25)-2-amuronmkioneHTHA )-5-(*S)-(6-1300y TOKCH-4-METHIITAP U AUH-3 -1 )-4-0KC0-4, 5 - TUTU PO~
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMusa,

4-0kco-5-(4-denokxcudenmn)-N-((1R,2S)-2-nponmnonamMmugonukiioneHTin )-4,5 - quruapo-3H-1-tua-3,5,8-
TpHazaaneHaQTHICH-2-KapOOKCaMHIa;

5-(*S)-(4-meTmin-6-heHoxkcunmupu -3 -mi)-4-oxco-N-((1S,3S)-3-npormmoHaMUIOTTUKIOTIEHTHIT) -4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;

N-((18,35)-3-aueramuonnkinorekcuin)-5-(*S)-(4-metun-6-peHokcunupuani-3-mmn)-4-okco-4,5-auruapo-
3H-1-tmna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,2S)-2-akpunaMuIOIHUKIOTeKCHI)-5-(2-MeTHI-4-(npuanH-2-mioken ) penun )-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

5-(*S)-(4-metnn-6-penokcunupuans-3-mi)-4-oxco-N-((1S,3S)-3-nponronamuionuknorekcui)-4,5-
nmuruapo-3H-1-tua-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,3S)-3-anieraMugonuKIONEHTIN )-5-(*S)-(4-Me THI-6-h €HOKCUTTMPUANH-3 -1 )-4-0KCO-4, 5- TUTHIPO-
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3H-1-tmna-3,5,8-TpnazaanenadrrineH-2-kapookcaMuIa;

N-((1R,2R)-2-akpuinaMuIOIHKIOTeKCHI)-5-(*S)-(6-1300y THIT-4-Me THIHPU U H-3-11) -4-0KC0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpuazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,3S)-3-amuronmkIoneHTHA )-5-(*S)-(6-1300y TOKCH-4-METHIITAP U AUH-3 -1 )-4-0KC0-4, 5 - TUTU PO~
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamMusa,

N-((1R,25)-2-akpunaMu0IUKIOTEKCHI )-5-(2-MeTHI-4-(TTUPUAa3UH-3 -FITOKCH ) peHT )-4-0KCc0-4, 5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1S,3R)-3-anieTaMuIOIUKIIOTeKCHIT)-5-(*S)-(4-MeTHI-6 - eHOKCUTTUPUINH-3 -1T1)-4-0KCO-4, 5- TUTHIPO-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,2S)-2-akpunaMuI0IHUKIOTeKCHIT)-4-0KCc0-5-(4-(mupuaa3uH-3-mwioken)pennn)-4,5-auruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;

5-(*S)-(2-metnn-6-penokcunupuaun-3-mi)-4-oxco-N-((1S,3S)-3-npormmonaMmuronnKIIONe T -4, 5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOoKcaMua;

N-((18,35)-3-aneramunonnknoneHTn)-5-(*S)-(2-meTuin-6-peHokcumupunt-3 -mi)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamusa;

N-((1S,3R)-3-akprmamugonukiorekcui )-5-(*S)-(2-metnn-6-penokcunmupuana-3-muin )-4-okco-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpuaszaanenad tniaeH-2-kapOoKcaMua;

5-(*S)-(2-meTmin-6-henoxcunupunui-3 -mi)-4-oxco-N-((1S,3R)-3-nponrmoHaMugonukIorekcuin )-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1S,3R)-3-anieTaMuIOIUKIIOTeKCHIT)-5-(*S)-(2-MeTHI-6-(h eHOKCUTTUPUANH-3 -11)-4-0KCO-4, 5- TUTHIPO-
3H-1-tmna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1S,3R)-3-amunHouKIOreKCHn)-5-(*S)-(2-MeTrin-6-heHokcumupuanH- 3 -1i)-4-okco-4, 5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuineH-2-kapooKkcaMuia;

N-((18,3S)-3-amuHOIMKIIONIEHTH )-5-(*S)-(2-MeTHII-6- (e HOKCUTHUPUANH-3 - 111 )-4-0KCc0-4, S-aurunpo-3H-
1-tna-3,5,8-rpnazaaneHad Tuinen-2-kapookcaMuia;

5-(*S)-(4-meTmin-6-henoxcunupunui-3 -mi)-4-oxkco-N-((1S,3R)-3-nponrmoHaMugonukIorekcuin )-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

(S)-5-(2-metun-4-peHoxcudenmn)-2-(3-(MeTuIaMuHO )TuppouanH- 1 -kapoonwmn)-3H-1-Ttna-3,5,8-
TpuazaaneHadTieH-4(5H)-om;

(S)-N-(1-(5-(2-Metun-4-penoxcudenmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad runeH-2-
KapOOHWII ) TUPPOITHINH-3 -HIT) TPOITHOHAMH/IA;

(S)-N-(1-(5-(2-metun-4-dpenoxcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenad TineH-2-
KapOOHIIT ) TUPPOTHIUH-3 -1 )alleTaMUIa;

(S)-2-(3-amuHOnIMppoOIMAHNH- 1 -KapOoHmN)-5-(2-MeTHiI-4-penokcnpennn)-3H-1-Tua-3,5,8-rpnaza-
anena¢ teH-4(5H)-oH;

(S)-2-(3-(quMeTHIIaMUHO )TUP PO IUH- | -kKapOoHMI)-5-(2-MeTnn-4-dpenokcudenmn)-3H-1-tua-3,5,8-
TpuazaaneHadTieH-4(5SH)-on;

N-((1R,3R)-3-aneTaMuoIKI0TeKCHI)-5-(*S)-(4-MeTHII-6- (D eHOKCUTTUPU I H-3 - 1T )-4-0KC0-4,5 - TuruApo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapobokcamMua;

5-(*S)-(4-meTmin-6-henoxcunupunui-3 -mi)-4-oxkco-N-((1R,3R)-3-nponnoHaMu O IUKIIOT €KCHIT )-4, 5 -
nmuruapo-3H-1-tna-3,5,8-Tpraszaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukioneHTn )-5-(*S)-(2-metnn-4-(nmupunasun-3-uiokcH )p e )-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaaneHad TiieH-2-kapOoKcaMua;

N-((1R,285)-2-akpunamunouukione T )-5-(*R)-(2-meTun-4-(mupuaa3ua-3 -mwiokcH ) heHun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-TpuazaaneHad TuieH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMu1oIUKIONEHTH )-5-(* S )-(6-U30IpOOKCH-4-ME THITHPU ANH-3 -1 )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TiieH-2-kapOoKcaMua;

N-((1R,35)-3-akpunaMu10IUKIONECHTH )-5-(* S )-(6-U30mpOOKCH-4-ME THITHPUANH-3 -1 )-4-0KC0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpraszaanenad tniaeH-2-kapOoKcaMua;

N-((1R,2S)-2-amurOonKIOTIEHTH )-5-(*S)-(6-130TTPOMTOKCH-4-METHIITAPUIUH- 3 -1 )-4-0KCc0-4, 5 - TUTU PO~
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamusa,

N-((1R,3S)-3-amurOonKIOTIEHTH )-5-(*S)-(6-130TTPOMTOKCH-4-METHIIMTAPUIUH- 3 -1 )-4-0KCc0-4, 5 - TUTU PO~
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMusa,

N-((1S,3R)-3-akpunaMugonukiIoneHTrn )-5-(*S)-(4-metnin-6-penokcunmupu aua-3-mui )-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;

N-((1S,3R)-3-amuHOIUKIOTCHTIN)-5-(*S)-(4-MeTHIT-6 - eHOKCUTTUPUAKH- 3 -1 )-4-0KCc0-4, S-aurunpo-3H-
1-tna-3,5,8-rpnazaanenad tunen-2-kapookcaMuia;

N-((1r,4r)-4-anie TaMUAOITUKIIOTeKCHIT)-5-(* S)-(4-MeTHIT-6-() eHOKCUTTUPUAHH- 3 -1 )-4-0KCO-4, S~ TUTHUAPO-
3H-1-tuna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

(S)-N-(1-(5-(2-metun-4-dpenoxcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenad TineH-2-
KapOOHWII ) TUPPOITHIAH-3 -HIT) aKpHITAMHIIA;

(R)-N-(1-(5-(2-meTmin-4-penokcudennn)-4-okco-4,5-qurunpo-3H-1-tua-3,5,8-rpuazaaneHap TrireH-2-
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KapOOHIIT) TUPPOITHTUH-3 -1 ) aKPIIIAMHIA;
(S,E)-2-nmnano-3-muxnonpormi-N-(1-(5-(2-metnn-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-
3,5,8-Tpuazaanenad TuneH-2-kapOOHWIT) TUPPOITUINH-3 -1 )aKpriIaMUa;
(R,E)-2-mmano-3-muxmonponui-N-(1-(5-(2-metun-4-denokcudenmnn)-4-oxco-4,5-nuruapo-3H-1-Tua-
3,5,8-Tpuazaanenad TuneH-2-kapOOHWT) TUPPOITUINH-3 -1 )aKpriIaMUa;
N-((1R,25)-2-akpunaMuJOIUKIOICHTHN )-4-0KC0-5-(4-(tupuanH-2-unokcu ) pernn )-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMuU/Ia;
N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-5-(3-n3onponundenmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-
TpuraszaaneHadTHICH-2-KapOoKcaMua;
N-((1R,2R)-2-akprnamuonukiorekcui)-5-(*S)-(2-mermn-4-dpenokcudenmn)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoKcaMuaa;
N-((1R,2R)-2-amuHonmknorekcun)-5-(*S)-(2-metuin-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-
3,5,8-TpnazaarenadruineH-2-kapOoKcaMuaa;
N-((1R,2R)-2-(2-amuHoarieraMu10 )uukiorekcun)-5-(*S)-(2-metun-4-penokcudenmn)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;
N-((1R,25)-2-akpunaMug0IUKIOTEKCHI )-4-0Kc0-5 -(4-(TupuanH-2-unokcH ) pernn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIeH-2-KapOOKCaMuU/Ia;
5-(*S)-(2-meTmn-4-penoxcudennn)-N-((1S,2R)-2-(2-(MeTrHIaMHUHO )arie TaM U0 ) ITUKIIOTeKChi ) -4-0Kc0-4,5-
muruapo-3H-1-tna-3,5,8-Tpraszaanenad tuiaeH-2-kapOoKcaMua;
N-((1S,2R)-2-(2-aMuHOAIIETAMHJIO ) IIUKJIOTeKCHIT)-5-(*S)-(2-MeTrn-4-henokcnp ennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;
N-((1R,2R)-2-anieramuponmkiorekcuin)-5-(*S)-(2-metnin-4-penoxkcnpennn)-4-oxco-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;
N-((1S,2R)-2-aneramuaonukinorekcmn)-5-(*S)-(2-mermn-4-henokcudenmn)-4-okco-4, 5-quruapo-3H-1-
tHa-3,5, 8-TpruazaaneHadTHICH-2-KapOoOKcaMIIa;
N-((1R,2R)-2-(2-(nuMeTHIIaMHIHO )arie TAMUIO )ITUKIToTeKCH )-5-(*S)-(2-Metnin-4-pernokcudermn )-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;
5-(*S)-(2-metmin-4-penoxcudennn)-N-((1R,2R)-2-(2-(MeTHIaMITHO )alle TAMH/TO0 ) A KJIOTEKCHIT )-4-0KCc0-4, 5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;
N-((1S,2R)-2-(2-(muMeTHIIaMAHO )alle TAMUI0 )ITUKIOTeKCHIT )-5-(*S)-(2-MeTrin-4-henokcnenni )-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKcaMuIa,;
N-((1S,2R)-2-amuHonuKIIOreKCHIN)-5-(*S)-(2-MeTHn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMHuaa;
N-((1S,2R)-2-akpunamMuaoukiIorekcun)-5-(2-metuin-4-penoxcup ennn)-4-oxco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaarenadTuineH-2-kapOoKcaMuaa;
N-((1S,2R)-2-amuHOIMKIONICHTIN)-5-(*S)-(2-MeTr-4-heHOKcnuermn)-4-okco-4, 5-quruapo-3H-1-Tra-
3,5,8-TpuazaarenadruineH-2-kapOoKcaMHuaa;
N-((1R,2S)-2-aMHUHOITUKIIOTICHTH ) -5-(4-U30TIPOTTOKCH-2 -Me T eHmN )-4-0kco-4, 5-muruapo-3 H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
N-((1S,3R)-3-aneTaMUJOIIMKIONIEHTHI ) -5-(4-M30TpOTIOKCH-2-MeTUNh eHII )-4-0Kkc0-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;
N-((1R,25)-2-amunHOIIMKIOTIEHTHN ) -5-(3-130nponmindenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMua;
N-((1R,2R)-2-ruapoKCHUIIMKIONEHTHII -5 -(4-N301poToKCcH-2 -Me T eHn)-4-okco-4, 5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTuieH-2-kapOoKcaMuaa;
N-((1S,2R)-2-amuHOIIUKIIOTeKCHIT ) -4-0KCO-5-(4-(heHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpuazaaneHadTHICH-2-KapOoKcaMua;
N-((18,25)-2-axpriiaMuAOIMKIONEHTHI ) -5-(2-MeThi-4-penokcudennn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
N-((1S,2R)-2-akpuiaMuAOIUKIOTICHTHN )-5-(2-MeTh-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaanenadtuneH-2-kapbokcaMua;
5-(4-(3-((2-mmanoheHokcH )METHI ) HEHOKCH ) -2 -Me TUIIPEHIT )-N-IIUKIIOTeKCHT-4-0kc0-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiacH-2-KapOOKCaMuU/Ia;
N-(5-(4-(3-((2-tmanopenoxcu ) MeTrI ) peHOKCH ) -2 -MeTrndermn )-4-okco-4, 5-muruapo-3H-1-tna-3,5,8-
Tpra3zaaneHad THICH-2-1T) IUKJIONPOIIaHKapOOKCaMu1a;
N-muknorekcui-5-(2-metuin-4-penokcudenun)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadp tuieH-
2-kapOokcamua;
N-nukinorekcuin-4-okco-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad rrieH-2-
KapOoKcaMuna;
N1-((E)-4-(((1S,2R)-2-(5-(6-n300yTHn-4-meTnomupuant-3-un)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHI0 )IIUKIOTICHTHI )aAMHUHO )-4-0Kc00yT-2-eH- 1 -11)-N5-(15-0kco-19-
((3aS,4S,6aR)-2-oxcorekcaruapo-1H-tueno| 3,4-d Jumunazon-4-nn)-4,7,10-rpuokca-14-
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a3aHOHAICIIMII)TIyTapaMUa;

N-((1R,285)-2-akpuiaMuTOIHUKIOIECHTH )-5-(4-Me THIT-6-(TUPUMHTUH-2 -WITOKCH ) TAPUTUH-3 -1IT) -4 -0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKcaMuIa,;

N-((1R,25)-2-((E)-2-nmano-3-IKI0IpONHIaKPAIAMHUI0 JITUKIONEH T )-5-(*S)-(6-n300y THIT-4-
METWIHPUANH-3 -1 )-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TriieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunaMuAOIUKIOTEKCHI )-5-(4-MeTHI-6-(MTUPpUAa3UH-3 -MIIOKCH ) TUPH T H-3 -1JT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,25)-2-akpunaMuAJOIUKIOTICHTHN )-5-(2-MeTHI-6-(MUPUMUTHH-2 -UIIOKCH ) TAPUAUH-3 -1 ) -4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaancHad TrieH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunamunonukioneHTin )-5-(*S)-(4-metuin-6-okco- 1 -(mupunasus-3-mn)- 1 ,6-quruapo-
NUPHUINH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadtunen-2-kapobokcamuia;

N-((1R,285)-2-akpunamugonukione T )-5-(*R)-(4-meTun-6-okco- 1 -(mupuaazun-3-umn)- 1 ,6-muruapornu-
puauH-3-m)-4-okco-4,5-auruapo-3H-1-tua-3,5,8-tpua3zaarenad tuneH-2-kapookcamMmua;

N-((1R,2S)-2-akpniaMuIOIUKIONEHTHI )-5-(4-MeTHI-6-(TTMpUIa3UH-3 -UITIOKCH ) TUPUANH-3 -1 )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKcaMuIa,;

N-((1R,25)-2-akpunaMuAOIUKIOTEKCHI )-5-(2-Me THI-6-(MTUPpUAa3UH-3 -MIIOKCH ) TUPH U H-3 -1JT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,2S)-2-akpunaMuOIHUKIONEHTHN )-5-(2-MeTHI-6-(MMpUIa3uH-3 -HIOKCH ) TUPUAHH-3 -1 )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOoOKcaMuIa,;

N-((1R,25)-2-axkprnaMuOIUKIONEHTHN )-5-(2-MeTHI-6-((2-Me TUIIITUPUAWH-3 -1 ) OKCH ) T PHIAH-3 - 1T )-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad rrieH-2-kapookcamMuaa;

N-((1R,2S)-2-akpuinaMuI0IHUKIOTeKCHIT)-4-0KCc0-5-(5-(TMpHuIa3uH- 3 -UI0KCH ) TUPHIUH-2-111)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,285)-2-akpunaMuIOIHAKIONEHTH )-4-0KC0-5-( 5-(MUpuIa3uH-3 -ITIOKCH ) TUPUAUH-2 -1 )-4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOokcaMuia;

N-((1R,25)-2-akpunaMuOIUKIONEeHTHN )-5-(6'-MeThn-2-0kco-2H-[ 1,2'-6unupuaun]-5'-un)-4-okco-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-axpunaMuJOIUKIOTIEHTHN )-5-(2-MeTHI-6-(MUPUIUH-2-UIOKCH ) TAPUINH- 3 -11)-4-0KC0-4,5-
nmurunapo-3H-1-tua-3,5,8-Tpraszaanenad TuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akprunaMu0IUKIONEHTHN )-5-(5-((6-Me T PUINH-2-11 ) OKCH ) TUPU U H-2 -111)-4-0KC0-4, 5-
nmurunapo-3H-1-tna-3,5,8-Tpruazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,285)-2-akpunaMuIOIHAKIONECHTH )-4-0KCO-5-( 5 -(MTUpUAUH-2 -FIIOKCH ) TUPUAUH-2 -1 )-4, S - TUTUAPO-
3H-1-tuna-3,5,8-TpnazaanenadrruineH-2-kapOokcaMua;

N-((1R,285)-2-akpunaMuIOIHAKIONEHTHN )-5-(5-((6-Me THITHPU I H-3 -1 ) OKCH ) TUPUANH-2 -11)-4-0KCc0-4, 5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOoKcaMua;

N-((1R,285)-2-akpuiaMuIOIUKIOICHTHI )-5-( 2 -Me THIT-4-( TUPUMHTUH- 5 -WIOKCH ) peHmIT)-4-0kc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapookcaMuia;

N-((1R,25)-2-akprnaMuOIUKIONEHTHN )-5-(4-MeTHI-6-((6-Me THIIITUPUAWH-2 -1 ) OKCH ) T PHIAH-3 - 1T )-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOoKcaMuIa;

N-((1R,25)-2-akpunaMuJ0IUKIOIEHTHN )-4-0KC0-5-(5-(MUPUMUINH-2 -UIOKCH ) TAPUIAH-2-11)-4, 5-
nmuruapo-3H-1-tna-3,5,8-Tpruazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,2S)-2-akprnaMuJOIUKIOIEHTHN )-4-0KC0-5-( 5 -(MUPUMUIUH-S5 -UIOKCH ) TAPUIAH-2-11)-4, 5-
muruapo-3H-1-tua-3,5,8-TpuazaaneHad TiieH-2-kapOoKcaMua;

N-((1R,285)-2-akpuiaMu TOIHUKIONECHTH )-5-(4-Me THIT-6-( TUPUMHUTUH-S -WITOKCH ) TAPHUTUH-3 -HT)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaancHad TrneH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunaMu 1OIHAKIONECHTHN )-S5 -(4-MeTHIT-6-(( 6-ME TP U AUH-3 - VT ) OKCH ) TAPUTUH-3 -11)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad rriieH-2-kapookcamMuaa;

N-((1R,285)-2-akpuiaMu TOIHAKIONECHTHN )-5-(4-MeTHIT-6-(TUPU TN H-2 -HIOKCH ) TUPU U H-3-11)-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-5-(4-MeTHI-6-((2-Me THIIIUPUAWH-3 -1 ) OKCH ) TUPH A H-3 - 1T )-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUT;

N-((1R,2S)-2-akpunaMuOIUKIOTEHTHN )-5-(4-MeTHI-6-(MUPUINH-3 -UIOKCH ) TAPUINH- 3 -11)-4-0KC0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpruazaanenad tniaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIUKIOEHTHN )-4-0KC0-5-( 5 -(MUpUAHH-3 -UITOKCH ) TAPUIUH-2-11 )-4, 5 - TUTUAPO-
3H-1-tna-3,5,8-TpnazaanenadrrineH-2-kapOokcaMuIa;

N-((1R,285)-2-akpuiaMu TOIHUKIONECHTH )-5-( 2 -Me THIT-6-( TUPUMHTUH-S -WITOKCH ) TP U TUH-3 -1T) -4 -0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaaneHad TrneH-2-kapOoKcaMuaa;

N-((1R,285)-2-akpunaMuIOIHAKIONEHTH )-5-(5-((2-Me THIAHPU TN H-3 -1 ) OKCH ) TUPUANH-2 -11)-4-0KCc0-4, 5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOoKcaMuia;

N-((1R,285)-2-akpunaMuIOIUKIONECHTH )-5-(2 -Me THIT-6-(TUPU TN H- 3 -HIOKCH ) TUPU U H-3-11)-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMuOIUKIONEHTHN )-5-(2-MeTHI-6-((6-Me THIIITUPUAWH-3 -1 ) OKCH ) TUPHIAH-3 - 1T )-4 -
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okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad riieH-2-kapookcamMuaa;

N-((1R,25)-2-akpunamMugotukiIone T )-5-(*S)-(2-meTrn-4-((6-Me TIUpUIUH-2 -1 ) OKCH ) D eH LT ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunamugonukionenTn )-5-(*R)-(2-metnin-4-((6-Me THAHPU AWH-2 -1 ) OKCH ) heHI ) -4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunamugonukioneHTun )-5-(*S)-(2-metnin-4-((6-MeTHmupuanH-3 -1 )okcH ) heH I ) -4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOoOKcaMuIa;

N-((1R,25)-2-akpunamugonukionenTn )-5-(*R)-(2-metnmn-4-((6-MeTramupu AuH-3 -1 ) OKcH ) e Hm )-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapookcamMuia;

N-((1R,285)-2-akpunamMugotukiIone TN )-5-(*S)-(2-meTrn-4-((2-Me T pu IuH-3 -11 ) OKCH ) e H LT ) -4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-TprazaaneHad riiieH-2-kapookcamMmuia;

N-((1R,25)-2-akpunamugonukione T )-5-( ¥*R)-(2-meTun-4-((2-Me THAHpUIUH-3- 11 ) OKCH ) peH T )-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-TprazaaneHad riien-2-kapookcamMmuia;

N-((1R,285)-2-akpunamMugonukIoneHTHN )-5-(*S)-(2-Me THI-4 -(MUPUMHU I H-2 -HIOKCH ) peHIT ) -4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukionenTun )-5-(*R)-(2-metnn-4-(mupuMuanH-2 -uiokcu ) pennn )-4-okco-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpruazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukioneHTn )-5-(*S)-(2-metnn-4-(mupunun-2-uinokcn)hennn )-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuiaeH-2-kapOoKcaMuIa;

N-((1R,25)-2-akpunamugonukiaoneHTn )-5-(*R)-(2-metun-4-(mupuann-2-unokcu ) pernn )-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOokcaMuia;

N-((1R,25)-2-((E)-2-unaHo-3-(3-MeTHIIOKCETaH-3 -FJT ) aAKPHITAMUI0 IUKIOTIEHTHN ) -5 -(* S )-(6-u300y THIT-4-
METHITTUPUANH-3-11)-4-0Kkc0-4,5-nmurunpo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-kapOoKcaMuIa;

N-((1R,25)-2-((E)-2-unaH0-4-3TOKCH-4-METHITICHT-2 -CHAMU 0 ) IIUKIIOTIEHTH ) -5-(* S )-(6-n300 yTHI1-4-
METHITTUPUANH-3-11)-4-0Kkc0-4,5-nmurunpo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-kapOoOKcaMuIa;

N1-((E)-4-(((1S,2R)-2-(5-(6-n300yTHI-4-MeTUITUPUANH-3 -1 )-4-0Kkc0-4,5-muruapo-3H-1-tna-3,5,8-
TpHazaarneHapTHIEeH-2-KapOOKCaMH 0 )IIUKIOTICHTHI )aMUHO )-4-0Kc0o0yT-2-eH- 1 -11)-N5-(15-0kco-19-
((3aS,4S,6aR)-2-oxcorekcaruapo-1 H-tueno| 3,4-d jumunazon-4-un)-4,7,10-tpruokca- 14-azanona-
TSI TITyTapaMua |

N-((1R,2S)-2-akpunaMu O KIONEHTHN )-4-0KC0-5-(4-(MupuUMUANH-5 -uinokcu ) pennn )-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiaeH-2-KapOOKCaMuUIa; U

WX U30TOIHBIX BAPHUAHTOB U (DapMareBTHUCCKU IPUEMIICMBIX COJICH.

JIOTIOTHUTEIBHEIA BapHaHT OCYIIECTBICHUS HACTOSIICTO M300peTCHHS MPEACTaBISIeT CO00H COeTMHEHUE,
BBIOpaHHOE W3 I'PYIIIBI, COCTOSILCH 13!

N-((1R,25)-2-akpunaMu0UKIONEHTH)-5-(*R)-(4-n30mnponokcu-2-metundennn)-4-okco-4,5-auruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapOoKcaMuIa;

N-((1R,285)-2-akpunaMu1oIUKIONECHTIN )-5-(* S )-(4-MeTHI-2 - CHOKCUMTUPUMHUTUH-S5 -11)-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tpruazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunaMugoIUKIOTeKCHI )-4-0KkCc0-5-(2-bennnmmupuanna-4-un)-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMH/Ia,;

N-((1R,25)-2-akpunaMuOIUKIOTEKCHI )-4-0Kc0-5-(6-heHokcunupuauH-3-mi)-4,5-quruapo-3H-1-trna-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akpunamugorukinorekcun)-5-(*R)-(4-uzonponokcu-2-metundernin)-4-okco-4,5-murupo-
3H-1-tmna-3,5,8-TpnazaanenadruineH-2-kapOoKcaMuIa;

N-((1R,2R)-2-akpunaMu10IHKIONEHTH )-5-( ¥ S )-(4-MeTHII-2 - CHOKCUTTUPUMHUIUH-S5 -1 )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOoKcaMua;

N-((1R,25)-2-akpuiaMu TOIHUKIONEHTH )-4-0KCc0-5-(5-penokcunupasun-2-un)-4,5-nuruapo-3H-1-tua-
3,5,8-TpnazaanenadtuieH-2-kapOoKcaMuaa;

N-((1R,25)-2-akprnaMu0OIUKIOTEKCHI )-4-0KC0-5-(5-heHOKCUTMpUMUINH-2 -11)-4, 5 -muruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcaMua;

N-((1R,25)-2-akprnaMugonuKIoneHTrn )-5-(S)-(6-u300y THI-4-METHIIAPUAUH-3 -1 )-4-0KC0-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpruazaanenad tuiaeH-2-kapOoKcaMua;

N-((1R,25)-2-akpunamugonukiorekcuin )-5-(*S)-(6-u300y Tin-4-Me THIIMAPUINH- 3 -11 ) -4-0KCc0-4,5-
nmuruapo-3H-1-tua-3,5,8-Tpuaszaanenad tuieH-2-kapookcaMmuaa u

N-((1R,25)-2-akpunamMugouukiIone T )-5-(*S)-(2-meTrn-4-((2-Me T pu IUH-3 -1 ) OKCH ) e HILT ) -4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad riiieH-2-kapookcamMuia; u

WX U30TOIHBIX BAPHUAHTOB U (DapManeBTHUCCKU IPUEMIICMBIX COJICH.

H300peTeHne OTHOCHUTCS K CITOCOOaM NMPUMEHEHUS] COCTUHCHUH, ONMHMCAHHBIX B HACTOSAINIEM JOKYMEHTE,
JUTSL JICYCHHSI CYOBEKTOB, CTPAIAIOIINX OT 3a00JICBaHUS, PACCTPOMCTBA UIIM COCTOSIHUS, OMOCPEIOBAHHOTO THPO-
3WHKHHA301 BpyTOHA, WK y KOTOPHIX OBLIO AMArHOCTHPOBAHO BHINICYKa3aHHOE. Takue crocoObl OCYIIECTBIS-
IOT ITyTE€M BBEJICHHUSA CYOBEKTY COCIMHEHHS B COOTBETCTBHH C HACTOAIINM H300pETCHNEM B KOJIMYECTBE, OCTA-
TOYHOM JIJIsl HHTHOMPOBAHUS THPO3HUHKHHA3KEI BpyToHa.
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B nmomomHUTENEHOM acneKTe B JaHHOM JOKYMCHTE MPEICTABIICH CIIOCO0 JeUeHHs 3a00JCBaHUs WU pac-
CTpOWCTBA, OMOCPEIOBAHHOTO AKTUBHOCTHIO THUPa3WHKWHA3bl BpyToHa, y CyOBeKTa, BKIOYAIONIUN BBEICHUE
HYXITAIOIIEMYyCsI B TAKOM JICUCHUH CYOBEKTY 3(h(heKTHBHOTO KOJMIECTBA 110 MEHBIIIEH Mepe OAHOTO COCTUHEHUS
B COOTBETCTBHH C HACTOAIINM H300pETCHUEM.

B nmomosHUTENRHOM acmekTe B JAHHOM JOKYMEHTE IPEACTaBICH CIOCo0 JICUCHUS paKa y TMalueHTa, BKIIO-
YaroIKi BBEACHUE MAMEHTY Y(P(PEKTHBHOTO KOJIUYECTBA COSANHEHNUS B COOTBETCTBHHU C HACTOSIINM H300peTe-
HHEM WIIH eT0 (papManeBTHIECKH IPHEMIIEMOI COITH.

B monomHUTENTEHOM acmekTe pak MPeAcTaBisieT co00i TUMEPOMY M3 KJIETOK MaHTHHHOW 30HBI, XpOHHYE-
CKUH TUMQOIUTAPHBIN JEHKO3, MAaKPOTIO0YITHHEMHUEO WM MHOXKECTBEHHYIO MUCIIOMY.

B nmomomHUTENEHOM acmeKTe B JAHHOM JOKYMEHTE MPEICTABIICH CIIOCOO JICUCHHS CHUCTEMHOW KPacHOM
BOJTYAHKH y TAIIMEHTA, BKIFOYAIOIINHA BBEACHUC MAITUCHTY 3((EKTHBHOTO KOJHMYECTBA COCAMHEHUS B COOTBET-
CTBHH C HACTOSIINM U300pETEHUEM WK €0 (PapMaleBTHYCCKU MPUEMIIEMO# COITH.

B nmomoyiHUTENHHOM acmekTe B JAHHOM JTOKYMEHTE MPEJCTABICH CITOCcO0 JieueHus meMuryca i nemgu-
TOWJa y MalMeHTa, BKIIIOYAIOIIUI BBEJICHUC MAUCHTY d(P(PEKTHBHOTO KOJIUYCCTBA COCAUHCHHS B COOTBETCTBHH
C HACTOSAIINM M300peTeHHeM WK eTo (hapMareBTHIECKH IPHEMIIEMOI COITH.

B momomHUTEIRHOM aclieKTe B TaHHOM TOKYMEHTE MPECTaBIIeH CIIO0co0 JIeUCHNsI PEBMAaTOUIHOTO apTpUTa
y TaIMeHTa, BKIIOYAIONINHA BBEICHNE NarueHTy 3()()EeKTHBHOTO KOJMYECTBA COCIMHEHUS B COOTBETCTBHHU C Ha-
CTOSIIIAM H300pETeHIEM WIIH ero (hapMareBTHYECKH TPHUEMIIEMO COITH.

B cmocobax jeueHuss B COOTBETCTBHH C PacKphITHEM M300peTeHus 3P PeKTUBHOE KOIMUECTBO (PapMarieB-
THYECKOTO areHTa B COOTBETCTBUH C M300peTeHNEM Ha3HA4YaeTCsl CyOBEKTy, CTpajalonieMy 3a00IeBaHneM, pac-
CTPOHCTBOM MJIM COCTOSHHEM WJIM UMEIOIIEMY JHarHOCTHPOBAaHHOE 3a00JeBaHKE, PACCTPOICTBO MIIM COCTOS-
uHue. Tepmun "3ddexTuBHOEC KONMMYECTBO" O3HAYAET KOJHMYCCTBO WIH JO3UPOBKY, KOTOPBIC TOCTATOYHBI IS
JIOCTIDKEHUSI IO CYIIECTBY KEJIATeIbHOTO TEPaneBTHUYCCKOro 3 deKTa sl malleHTa, HyKIAIIIerocs B TAKOM
JICUCHUH TIPU YKa3aHHOM 3a00JICBAHUH, PACCTPOWCTBE WM COCTOSHHUH. D(PPEKTHUBHBIC KOJIUYCCTBA WIH JTO3BI
COCJIMHCHUH HACTOSAIIETO PACKPBITUS H300PETCHHS MOTYT OBITh ITOITBEPKACHBI OOBIYHBIMU CIIOCOOAMU, TAKUMHU
KaK MOJEIMPOBaHHE, MCCICAOBAHMS C TOBBIIICHUEM 03Bl WIH KIMHUYECKHE HCIBITAHHUS, a TakkKe C y4eTOM
OOBIYHBIX (PAKTOPOB, HAIPUMEP, TAKUX KaK PEXHUM FUIH CIOCOO0 NMPHMEHEHHsS WIN TOCTABKH JIEKapCTBEHHOTO
cpencTsa, (papMaKOKMHETHKA COCIMHEHUS, CTEIEeHb TSHKECTH M TEUeHHe 3a00JeBaHMUS, PacCTpOiCTBa WM CO-
CTOSIHUS, TIPEABIAYIIee FIIN TEKyIlee JedeHIe CyOheKTa, COCTOSHUE 370POBbS M OTBETHAS PEAKIIHs OpraHu3Ma
cyOBeKTa Ha JICKapCTBO, a TAaKXKe OIIEHKa Jieyariero Bpada. [IpuMep m03bI HAXOAWTCSA B AMANIA30HE OT OKOJIO
0,001 mo oxoso 200 Mr coenuHeHUs Ha 1 KT Macchl Tella CyObheKTa B CyTKH, MPEAMOYTHTEIHHO OT okojo 0,05 1o
100 mr/kr/cyTkn i oT okojio 1 10 35 MI/KI/CyTKHM B €IMHWYHOM WM pasjeleHHOH no3ax (Hampumep, BID,
TID, QID). Ins uenoBeka ¢ Maccoil Tena 70 Kr MIUTIOCTPAaTUBHBIN MHTEPBAT AOIMYCTUMOI NO3UPOBKU COCTABIISA-
et oT okoJio 0,05 1o okono 7 r/cyT. wim ot okoio 0,2 10 okoio 2,5 T/cyT.

CoenuHeHHS H300pETCHUS MOKHO TIPUMCHSIT JUJIsl IPUTOTOBJICHUS (DapMAallEeBTHUCCKUX KOMITO3UIIMN H30-
Operenus. PapmaneBTHIECKAs! KOMITIO3UIINS HACTOSILETO N300PETEHHS COAEPIKUT: (2) (P (PEeKTUBHOE KOINIECTBO
M0 MEHBILEH Mepe OJHOTO COEAMHEHHUS! B COOTBETCTBUM C PacKpbITHEM n300peTenus; u (b) dpapManeBTHUECKH
TIPUEMIIEMBIN SKCIIUITHUCHT.

@opMBI JOCTaBKH (hapMaleBTHUECKUX KOMITO3UIINN, COEpKAINX OJHY FIIN 0oJiee eIUHHIl TO3UPOBAHUS
AKTUBHBIX ar€HTOB, MOYKHO MOJYYHThH C MPHUMEHEHHEM INPUEMIIEMBIX (papManeBTHUECKNX SKCIUIMHUEHTOB U Me-
TOIUK TIPUTOTOBJICHUS, M3BECTHBIX B HACTOSIIEE BpeMs UM JOCTYIHBIX CIENHAINCTaM B TAaHHON 00NacTH B
Oynymem. KomMmno3unun MOXHO BBOJUTH C MPUMEHEHUEM CIIOCO00B, 00IaaloNIuX MpU3HAKAMH H300peTeHus,
JFOOBIM TPUEMIICMBIM IYTEM JOCTABKH, HANIPUMEP IMEPOPAaTbHO, MapeHTEPATbHO, PEKTAILHO, MECTHO, Yepes3
TJ1a3a WK IyTeM UHTaJISIUH.

[pemapar MoxeT OBITH TPEACTABICH B (JOpME TaOIETOK, KAICYJ, callle, pa)e, MOPOIIKOB, TPaHYII, Mac-
THJIOK, TIOPOIIKOB JIJIsl BOCCTAHOBIICHHUS, )KAIKUX TPENapaToB WIN CYIIIO3UTOPHECB.

[IpeanovTuTeIsHO KOMIO3HUIIMU TPUTOTOBJICHBI ISl BHYTPUBEHHON UH(Y3HUH, MECTHOTO MIPUMCHCHUS WITH
MIEPOPATBEHOTO BBEJICHUS.

JIst mepopabHOTO BBEICHHUS COSIMHEHUSI HACTOSIIEr0 M300pPETeHUs MOTYT OBITh oOecTieueHbl B (hopme
TabJIETOK MM KaIlCyJl WM B BHIE PACTBOPA, SMYJIbCHU WIIA CyCHeH3UH. J{JIs OTydIeHUs KOMITO3UIMA IS TIepo-
PaFHOTO IPUMEHEHHUS COSTMHEHHST MOYKHO BBOJIUTH B COCTaB C MOJIYYCHHUEM JI03BI, HAIIpIMep, oT okoio 0,05 mo
okxoJio 100 Mr/kr B cyTku, uiau ot okoJio 0,05 10 oxoso 35 Mr/kr B cyTkH, uin oT okoJio 0,1 1o okono 10 Mr/kr B
cyTkHu. Hammpumep, o01ielt CyTO9HOH T036I OT OKOJIO 5 MT JI0 5 T B CYTKH MOYKHO JJOCTHYb ITyTEM BBEIEHUS JT03BI
OIIH, JBa, TPHU TN YETHIpE pa3a B CYyTKH.

TabneTku Ans MEpoOpaIbHOTO MPUMEHCHHS MOTYT BKIIIOYATH B ce0sl COCTUMHECHHE B COOTBETCTBHH C Ha-
CTOSIINM H300PETCHUEM B CMECH ¢ (papMalleBTUUCCKU MPUSMIICMBIMH SKCIIUITUCHTAMHU, TAKUMHU KaK WHCPTHBIC
pa3zbaBuTENH, PA3PHIXIISIONIAE ATCHTHI, CBA3BIBAIONINE arcHTHI, CMA3bIBAIOINIUC areHTHI, ITOICITACTUTEIIH, apoMa-
TU3UPYIOIINE areHTHI, KPacsIUe arcHTHl U KOHCEPBHPYIOIIUE arcHTHI. [IpueMiieMble WHEPTHBIC HAITONHUTCIH
BKITIOYAIOT B ce0s KapOOHAT HATPHUA U KaNblus, pochaT HATPUS U KalblUs, JIAKTO3Y, KpaxMmall, caxap, TIHKO03y,
METHIIIEIUTION03Y, CTeapaT MarHus, MAaHHUT, COPOUT | T.I1. [IpuMephl KUIKAX SKCIUITHUECHTOB JIJIS IIEPOPaATHLHOTO
MPUMEHEHHUS BKIIIOYAIOT B ce0s 3TaHOIM, TIHIEPHH, BOLY | T.II. [IpreMieMbIMy pa3phIXISIOIINME areHTaMH SIB-
TAIOTCS Kpaxmaul, monuBuHIIHpponnaoH ([1BII), kpaxmManrinkoisT HaTpHs, MEKPOKPHUCTAIUINIECKAs EJUTIO-
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JI03a ¥ JbIMHOBAsI KACIOTA. CBSA3BIBAIOIIUE arcHTHl MOTYT BKJIFOUATh B ce0s KpaxMmaln u xenatuH. CMa3bIBaro-
IIMA areHT, IPU ero HAJIWYHH, MOXKET TPEACTABIATh OO0 cTeapaT MarHus, CTCAPHHOBYIO KHCIIOTY HITH TalbK.
IIpu HEOOXOAMMOCTH TAaOIETKH MOYKHO IMOKPHITH TAKUM MaTepHalIOM, KaK TIHIEPIIIMOHOCTEapaT WIN TIIHIe-
pUIANCTeapaT, Ui OTCPOYKH BCACHIBAHUS B KEIYJOYHO-KUIIIEYHOM TPAKTE, MIIM OHA MOTYT UMETh KHIIIEeYHOpa-
CTBOPHMOE ITOKPBITHE.

Karmcynsl s mepopaibHOTO MPUMEHEHHST MOTYT BKIIIOYATh B ce0s TBEpIBIC M MTKUE KEJTATHHOBEIE Kall-
cynsl. JIs moydeHns TBEPABIX KEJIATHHOBBIX KaICyJI COeIMHEHHS HACTOSAIIET0 H300pETeHNS MOKHO CMEIIaTh
C TBEPABIM, TIOJXYKUIKUAM FIJIH KUIKUM pa3baBuTeseM. Msrkue skenaTHHOBBIE KaIlCyJIbl MOXHO ITOJTYYUTh ITyTEM
CMCIIIUBAHMS COCAWHEHUS HACTOSIIETO M300pEeTEHUs C BOJAOHM, MacioM, TaKUM KaK apaxHCOBOC MAcClO WIIH
OJTUBKOBOE MAcJIO, C )KUAKHM MapaduHOM, CMECHI0 MOHO- U JIUTIUIICPUIOB JKUPHBIX KUCIOT C KOPOTKOH IICTIBIO,
noJudTHIIEHTIMKoIeM 400 WK IpONUICHIJIUKOIIEM.

YKuakocT Ui mepopaibHOTO MPUMEHEHHS MOTYT OBITh MPEJCTaBICHHI B (hOpMe CYCIICH3UM, paCTBOPOB,
SMYJIbCHUA WM CHPOIOB, HJIM OHU MOTYT OBITh JIMO(PHIU3OBAHBI MU MOTYT MOCTaBIATHECS B CYXOM BUJC VIS
BOCCTAHOBJICHHsI BOAOW WJIM MHOM MpUEMIIEMOI Hecylllel cpefiol nepea NpuMeHeHneM. Takue KHUJIKHe KOMIIO-
3UIMU MOTYT HEOOs3aTEIHHO COAep)KaTh (papMareBTHIECKH IMpUEMIIEMbIe SKCIIUIIEHTH, TakKue KaK CYCTICHIH-
pYIOIIHe areHTH (HampuMep, COPOHT, METHIIIEIUTION03Y, aJbIHHAT HATPHS, KENATHH, THAPOKCHITHIILIEILTIONO03Y,
KapOOKCHMETHIIIEINTIONIO3Y, TeIh aTIOMHHHUS cTeapara W T.II.); HEBOJHBIC HECYIIHE Cpeabl, HApUMEp Macio
(mammpuMep, MUHIAIBHOE MAacio WM (PpaKIMOHHPOBAHHOE KOKOCOBOE MAcCIO), HMPOMHICHIIINKOIB, STHIOBBIN
CIHPT WIA BOIYy; KOHCEPBAHTHI (HAPUMEpP, METHII- WIIA IPONMI-NI-THAPOKCHOCH30aT WM COPOMHOBYIO KHCIIO-
Ty); CMa4HMBAIOIINE areHTHI, TAKUe KaK JICHUTHH; a Takke P HE0OXOANMOCTH apOMaTH3MPYIONINE M Kpacs-
IIMEC areHTEHI.

AKTHBHBIC areHTBHI HACTOSIIETO W300pPETECHUs Tak:Ke MOXHO BBOJIUTH HEMEPOpaibHBIM oOpa3zoMm. Hampu-
Mep, KOMITO3UIIMK MOTYT OBITh C()OPMHUPOBAHBI IS PEKTaIBHOTO BBEJCHHS B BHJE Cymmo3utopus. i mapeH-
TEpaJbHOTO NPUMEHEHUs, BKIIOYass BHYTPUBCHHOE, BHYTPUMEIIICYHOE, BHYTPHOPIOMIMNHHOE WM ITOJKOXKHOE,
COCJITHCHUS HACTOSIIIETO N300PETECHHS MOTYT OBITh MPEICTABICHBI B BUJC CTEPILTLHBIX BOJHBIX PACTBOPOB WU
cycreHs3ui, 0y(heprn30BaHHBIX O COOTBETCTBYIOMEro pH M M30TOHMYHOCTH, WK B TAPEHTEPATHHO MPHUEMIEMOM
Mmacie. [IpreMiemMbie BOAHBIE HECYIIHE Cpelbl BKIIOYAIOT B ceOsi pacTBOp PuHrepa m M30TOHWYECKHA pacTBOP
xyopuna HaTpus. Takue GopMbl OyIyT MpeacTaBieHbl B (hOpMe CTaHAAPTHOW OJHOKPATHOH JTO3MPOBKH, TAKOU
KaK aMITyJIbl MM OJHOPA30BbIe YCTPOHCTBA JJISI MHBCKIHH, B (popMe TO3MPOBKH HA HECKOJIBKO J103, TAKOW Kak
(bmakoHbI, U3 KOTOPHIX MOXKET OBITh OTOOpaHa COOTBETCTBYIOIIAS 103, WM B TBepAod (opme, mim B Gopme
KOHIICHTpAaTa, KOTOPBIH MOKET MPUMEHSITHCS A IPUTOTOBICHUS COCTaBOB UII MHBbEKIWH. MIumocTpaTHBHBIE
JIO3MPOBKH JIJIsl BIMBAHUS MOTYT OBITH B Juama3oHe OoT okoyio 1 1o 1000 MKI/KI/MUH COCTUHEHUS, IepEeMEIIaH-
HOTO ¢ ()apMaKOJOTHYCCKIM HOCUTEIIEM 32 BPEMsI OT HECKOJIBKUX MUHYT JI0 HECKOJIBKUX CYTOK.

JI31s MECTHOTO BBEICHUS COCIUHCHUS MOXKHO CMEIIATh ¢ (PapMaIleBTHYECKUM HOCHTEIEM B KOHIICHTPAIIUU
o1 okouio 0,1 1o okono 10% ekapcTBEHHOTO CpeACTBa B HeCyIlel cpee.

B npyrom cnocobe BBeICHUS COCTMHEHUS HACTOSIIETO N300PETECHHSI MOTYT IPUMCHSTHCS B BHJIC TUIACTHI-
P C COCTaBOM JIUISl TPAHCICPMATBEHOM JOCTABKH.

CoennHEeHHsT HACTOSIIETO N300PETEHUSI MOXHO B Ka4eCTBE aIbTEPHATHUBH BBOANUTH ITyTEM MHTAISAIINH, Ye-
pe3 HOC WM POT, HAIIpUMep, B BHIE adpo3071s, (popMyiia KOTOPOTO COAEPKHUT M MIPUEMIIEMBI HOCHUTEI.

Hmke ommcansl mpuMepsl COeTMHEHNH, MTOIXOASMIINE VI CIIOCOO0B COTJIACHO TaHHOMY PAaCKPBITHIO H30-
OpeTeHns, MyTeM CCHUIKH Ha MPHUBEICHHBIC HIDKE MIUTFOCTPATUBHBIC CXEMbI CHHTE3a IS UX OOIIETo MOTYYeHUS
U TIOCTIEAYIOIINEe KOHKPETHBIE TTpUMeEpHl. Kak OyaeT oueBHAHO crenHnanucTaM B JaHHOW 00JIacTH, I MOJyde-
HUS Pa3IUYHBIX COCIWHCHHI, ONMMCAHHBIX B HACTOSIIEM JOKYMCHTE, MCXOJHBIC MaTepHaIbl MOXKHO BHIOUPATH
MPUEMIIEMBIM 00pa30M TaK, YTOOBI TPEOYEMBIC 3aMECTHTEIM MOXHO OBLIO MPOBOJHUTH YEePE3 CXEMY PEaKIHH C
3ammToi win 0e3 Hee, B 3aBUCUMOCTH OT CUTYAIUH, W MOJIYYaTh TPeOyEeMbIid IPOIYKT. AIIBTCPHATHBHO MOMKET
OBITh HCOOXOIUMO FUTH KENATSIHPHO BMECTO JKEITaeMOT0 3aMECTUTEIS BBOJIUTH MPUCMIICMYIO TPYIIILY, KOTOPYIO
MOJKHO TPOBOJUTH Yepe3 CXEMY PEaKIMH M 3aTeM IPH HEOOXOJUMOCTH 3aMCHSATh Ha TPEOYEMBIl 3aMCCTHUTENb.
Ecnu He yka3aHO WHOE, BCE XUMUYCCKUE TICPEMCHHBIC ONPEICIICHBI, KaK YKa3aHO BEIIIE CO CCHUTKOM Ha (Gopmy-
ay (I). Peakumy MOTYT IPOBOJHTECS B MIPOMEKYTKE MEXKIY TEMIIEPATypoOil IIIaBICHUS H TEMIEepaTypoi (erMer
PACTBOPHUTENA U MPeANnodTUTeIbHO Mexay 0°C u Temmnepatypoit ¢ierMbl pacTBOPUTENs. PeakImoHHbIE cMecH
MOJKHO HarpeBaTh TPaJAUIIHOHHBIM CIIOCOOOM MIJIM B MUKPOBOJTHOBOW MeuH. Peaknnu Taxke MOXHO IIPOBOANTE B
TepMETHYHBIX COCYIax MOJ AaBJICHUEM IIPH TEMIEepaType, KOTopas BEIIMIE OOBIYHON TeMIepaTypsl (ierMsr pac-
TBOPHUTEIIS.

CoennHEHHS B COOTBETCTBUU C HACTOAIINM H300pETEHHEM MOTYT OBITH MOJYYEHBI C IIPHUMEHEHHEM 3Ha-
HUH CIIeIUATICTa B TAaHHOH 00JIACTH TEXHUKH B KOMOMHAIIMHU C JaHHBIM omucaHueM. Hanpumep, coeuHeHUS B
COOTBETCTBUM C HACTOSIINM H300PETCHUEM MOTYT OBITh MOJYYCHBI B COOTBETCTBUHU CO CICAYIONIMMH CXCMaMU
U IIPUMEPaMH.
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CokparieHus
B nacrosimeM JOKyMeHTE IPUMEHSIOTCS CIAEAYIOLIUE COKPAILICHUS.

TepMUH AxpoHuMEL/

abbpeBruaTypa
Alle TOHUTPMIL ACN, MeCN
Tper-0yTHUIKapOaMOUIL BOC
Iy-TpeT-0yTHJI IMKapOoHAT (Boc) »,0
Benzorpuasoi-1-mjiokcu- BOP
TpuUcC (oDuMe THIIaMUHO ) bocbouunrexcabropdbochaT

CDI

1, 1'-KapOoHWIONUMM A 301

IvaToMMUTORBaA 3eMJid

CELITE® 545,

(1-umMaHO-2-3TOKCU-2— cCoMU®
OKCORTUMIIMIOEHAMVHOOKCH ) OMMe TUJIaM/UHO—
MopdosiMHO-KapbeHUsa TekcadTopdocharT
1,8-mmazsobuunrio[5.4.0]yHmen-7-eH DBU
MeTHUIICHXIIOPKI, IOUXJIOPpMEeTaH DCM
Irmsonponmia3onnpopmMmaT DIAD

N, N-OUM3O0NPONMUIISTUIIaMUH

DIPEA, DIEA,

OCHOBaHMe XIHUTa

N, N-nrMeTruiIdopMaM1I DMF

4 -1VMe TUJIaMUHOTIVUPUIVH DMAP
IyMe TUIICYJIb QOKCUL DMSO
DeVTepoouMe TUIICYJIEOOKCUT IMCO-dg
IndenmndocodrHobeppolleH dppf
Buc [ (2-oubennndbocdrHo) benmstoBuii] séup DPEphos
- TpeT-0yTUIdoCOMHODEPPOLIEH dtbpt

1-5Tui—-3- (3—OVMMe TUJIaMUHOIPONINII) KapBoOUMMMM L

EDCI, EDC, EDAC
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VMoHM3auMa SJIeKTPpopaclblyIeHeM N3P
oTuilanerartT EtOAc, wmm EA, wim
AcCOEtT
3TaHOJ EtOH
KomnoHouHada o¢Jism-xpoMaTorpadma FCC
2-(1H-9-azoBenzorpuazon-1l-umn)-1,1,3, 3- HATU
TeTpaMeTuUJIaMuHTekcabTopdocharT
YKCYCHasa KUCJIOTa HOAc, AcCH
1-Tunpoxcu—-"7-azabeH30TPHAaB0JI HOAT, HOAt
1-TunpokCUbeH30TPMUa30JI HOBt
BricokO2bdeKTHUBHAS XUIKOCTHasA XpoMaTorpadmsa [BOKX
V30ONPONMUIIOBEI CIUPT UIIC
IDeTepoMeTaHOJ MeOD-d,
MeTaHOJI MeOH
MeTaHCYJIbDOHUII-XJIOPUIT MsC1l
MeTwnJl TpeT-OyTUJIOBEM 20UpP MTE3D
MeTokCHUL HaTpMUA NaOMe
TeTpakuc (TpudbenmsabocdrH) nammanmii (0) Pd (PPh3s) 4
alleTaT najamomusa (II) Pd (OAC) »
[1,1'- Pd (dppf) C1;

Buc (nubenmndocodmHo ) beppolieH ] AUXIIOpHaJIIaIn (

I1)

Hannanys (II) 6wuc (TpubeHMIGOCOUH) OUXIIOPUL,

Buc (rpubenundbocdrn) namnaomusg (II) OUXIOPULI

PAC1, (PPhs),

Toubenunbpocdmu

PPh,
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Ocanmok ppt
p-TomnyoJscynasdoHOBASA KUCIOTA p-TsOH, PTSA
(beH30TPMAaz30JI- 1 -1MJI— PyBOP
OKCUTpUIIMPpPOIMINHODOoCOOHMA TekcadpTopdochaT)
BpoMTpunmpposnanHpochoHmua rercadrTopdochdarT PyBrop®
KoMHaTHas TeMmIepaTypa KOMH. TeMI.
CBepxKpUTHUUeCKasa QionIHad XpoMaTorpadmsa CoX
TUOHUIIXIIOPUL SOC1,
TeTpa®yTUJIaMMOHUA QOTOPUL TBAF
TpeT-ByTu (XJIop) OMMe TUIICUJIaH TBSC1
TpusTHUIIaMUH TEA
TpudpTOopyKCyCHasa KUCIJIOTa TFA
TpudTOPYKCYCHEM aHITMIPUL TFAA
TeTparunpodypaH THF
TOHKOCJIONHAasa xpoMaTorpadusa TCX

IIpeaBapuTtebHble MPUMEPHI
Hmke ommcansl mpuMepsl COSTUHEHNH, HCIOIB3yEMBIX B CIIOCO0aX M300pETeHHS, MyTEM CCHUIKH Ha HJI-
JIFOCTPATHBHBIE CXEMBI CHHTE3a JJIS X OOIIEeTO MOTyYeHHs, a TAKXKe IMOCIIEeIYIOINe KOHKPETHBIE IPUMEPEI.

Cxema 1
Brenenne
3AMATHON PG
2 CHATHE 3a1UMTbI R’

V) (V1) (VI

B cootBercTBuM co cxemoii 1 coemmuenue hopmynsl (VI), rae xombito B mpeacraBnsieT coboit Cs_gITiK-
noankwi, Y npenctasisier coboit OH nnm NH, n PG npeacrapiser co0oi NOAXOAAIIYIO 3alIMTHYIO UL aToMa
a3zoTa rpymmy, Takyro kak BOC, gBiseTcd KOMMEpUYECKH TOCTYNHBIM MM SBISETCA JOCTYNHBIM B pe3yJabTaTe
CHHTE3a C HCIIOJIb30BAaHMEM YCIIOBHUi, M3BECTHBIX CICIMAIUCTY B JIAHHOW 00JACTH TEXHHWKH, U3 COCTUHCHHS
¢dopmyast (V). Aunnuposanue coenuaenus Gopmynst (VI), rae Y npencrasmiser co6oit NH,, ¢ momomipto noj-
XOMAIIETr0 AIlMIMPYIOIIET0 CPEJICTBA, TAKOTO KaK aHTUAPHIBI U TaJOreHHIII KapOOHOBBIX KHCIOT, TaKHE Kak
YKCYCHBIH aHTHIPUIL, TPOIIMOHOBBINH aHTHApuA, npon-2-eHomnxinopun, Ci_qankuin(C=0)Cl u T.11., B IPUCYTCTBUU
MOIXOAIIer0 ocHOBaHus, Takoro kak TEA, DIPEA wu T1.11., ¢ pearenToM, TakuMm kak DMAP, win 6e3 Hero B
noaxondueM pacreopurene, TakoM kak THF, DCM u 1.1., npu TemnepaTypax B quanaszone oT 0 go 25°C, B Te-
YeHHE TEPHO0/ia, COCTABIIAIOIIEro OT 2 10 6 4, 00eCIeYnBacT MOyYeHNE COEANHEHUs, TAe Y MPEICTaBIsieT CO-
60it NH, u R® npeacrasnser coboit (C=0)CH=CH, u (C=0) C,_¢ankui. B ciay4asx, rae aMHHHOE COEIUHEHUE
comepxxut TpeT-OyTrnkapoamarayio (BOC) 3amumrthyro rpynmy (PG), ymamenme Ttper-OyTriKapOamMaTHON
(BOC) 3zammurao#t rpynmsl (PG) ocymecTBisioT myTeM mpuMeHeHus kuciotbl, Takod kak HCIl, TFA, m-
TOJTyOJICYTE(hOHOBAsI KUCIIOTA, B pacTBopuTene, TakoM kak MeOH, muoxcan win DCM. B npeamnodrutenbHOM
BapUaHTe OCYIIECTBICHUS yIaJIeHUs 3alUTHOH rpymnmbl qocturatot ¢ nomosio HCl/MeOH umu TFA/DCM.

Coenunenne dopmyinsl (VI), rae xonbio B npeacraBnsier coboit Cs gliukioankmi, n Y NpeacTaBiseT co-
oot NH,, momyuarot u3 coequnenus dpopmynsl (VI), toe konpuo B mpencrasiser codoit Cs.giuknoankuna u Y
npezacTasisier coooir OH, B ycnoBusix peaknmun MunyHoOy. B nBe cragun, peakuus coequnenns popmynst (VI),
rre Y mpexacrasisiet co6oit OH, ¢ tpudennnpochanom, DIAD, n GpTanuMunoM ¢ mociaeyomnM ruIpasnHONIN-
30M C TMIOMOIIBIO TUApaTa ruapasuHa B pacTBoputene, TakoM kak EtOH, oGecrieunBaer nonyueHne coeinHEHUS
dbopmyner (VI), tne xombio B npexacrasiser coboii Cs_giuknoankui, PG npeacrasnser coboit BOC u Y mpen-
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craBiser coboit NH,.

Coenunenne dopmynsl (VI), roe xomsiro B mpencraBnser coboii Cs_giiukioankwi, PG npeacraBiseT co-
601t BOC u Y npencrasnsier co6oit CO,H, BBoasT B peaknmto ¢ nudenmidochopazunarom (DPPA), dhenmmme-
TaHOJIOM W OCHOBaHHMEM, TakuM kak TEA, B pacTBopuTese, TAKOM KakK TOJYOJI, PU TEMIIEpaType MPUOIIN3H-
teapHO 100°C, B Teuenue nepuoaa, cocrapisitomiero 18-24 4, ¢ monyuenueM coeaunenus (VI), rne PG npen-
craisier coboit BOC u Y nipencrasisier coboit NH-(C=0) OCH,dennn. Y nanenne 3amutHol rpynmnsl CBz mpu
YCIIOBUSX, U3BECTHBIX CIICIUAIMCTY B TAHHOW OOJIACTH TEXHHUKH, HAPUMEP, C IPUMEHEHUEM THAPOTCHU3AINH
(H,, 207 xITa (30 ¢ynToB Ha kB. mioiim)), ¢ mpuMmenernneM Pd(OH), obecrieunBaeT MosiydeHHE COCIUHEHUS
dhopmymel (VI), roe PG npencrasnsier co6ort BOC u Y npencrasiser codboit NH,.

Cxema 2
e
—_—
No, HO-G

)
(Vi) G'-E BoccTanos-
Ui Ra 1_|
CBA3BIBAHNE @\( h2 S 5):1: G E@ (R
N02 ™~

NH,
(X1 (X111

A1
HO Rhs o0

a &
NO,

(IX)

B cooTBeTcTBIE CO cXeMO#t 2 JOCTYIHOE B pe3ybTaTe CHHTE3a MIIH KOMMEPUYECKH JOCTYITHOE COCIMHEHHUE
dbopmyner (VIID), toe A mpexacraBiseT coboi (heHWITBPHOE WM MIECTUWICHHOE TeTepOoapruiIbHOE KOJBIIO, COIep-
JKalllee OJWH WK [BA YIICHA, MPEACTABIAIOMMX coboii atom azora, HAL npencrasnser coboit Br mmm F, R* ne-
3aBHCHMO TipencTaBisieT coboit H, ramoren nu CH;, BBOOAT B peakunio HyKICOPIIFHOTO apOMaTHIECKOTO 3aMe-
IIEHHS ¢ KOMMEPYECKH TOCTYITHBIM HJTH TOCTYITHEIM B pe3yJbTate cuHTe3a cruptoM (opmymst G'-OH (X), rae
G' npenacraBiser coboit gpenmn, Csgnuknoankun win CigallKii, MOAXOISIIee OCHOBaHUE, Takoe Kak NaH,
Na,CO3, NaHCO;, K,CO3, Cs,CO3 u T.11., B HoaxoasieM pactBopurene, TakoM kak DMF, DMA, THF, nuokcan
U T.IL, ¢ TosrydeHueM coenuuenust popmyisl (X11), roe E npencrasnser coboii O.

B anbrepraruBaOoM cniocobde coexannenue popmyinsl (XII), rae E npencrasnser coboit O, momyyaror u3 co-
emunenns popmyisl (VII), rne HAL npencrasnser co6oii F, R* npencrasnser coboit OH, B peakiun couera-
Hus. Hanpumep, peakmus coeauaenus Gopmynsr (VII) ¢ koMMepdeckn TOCTYIMHBIMU WJIH JTOCTYITHBIMH B pe-
3yJbTaTe CHHTE3a apuil- WIH TeTePOAPUIOOPOHOBON KUCIOTONW WIIH CJIOXKHBIM 3QHUpoM, HapuMep QeHmIo0po-
HOBOW KHCJIOTOM, KaTajau3aTOpOM Ha OCHOBEe MeTayuia, Takoro kak meau (II) ameraTt, oCHOBaHHSA, TaKOTO KaK
TPUMETIJIAMHH, B pacTBOpHTeNe, TakoM Kak DCM u T.11., B Te€4eHHE EPHOAA, COCTABISIONIETO MPUOIN3UTEEHO
16 4, oOecnieunBaeT nonydenue coeaunenus popmynst (XII), mpuaem R* npencrasnser coboii F, E nmpencrass-
et coboii O.

Coemunenre Gopmyisl (IX), B8 koropom R? mpencrasisier co6oii C_alIKiI, BBOIST B PEAKIUIO C KOMMEP-
YecKH JOCTYIHBIM MM JOCTYIIHBIM B Pe3ylbTaTe CHHTE3a coenunenneM dopmyinsl LG-G' (XI), B kotopom LG
npescTaBseT co0oil yXoasIyko rpymiy, Takyio kak Cl, Br, I wim metancynsgonar, u G' npencrapnser co6oit
Cgankun, Cs guukinoankuil win C; ¢reTepOLMKIOANKIWI, TOAXOIIIINM OocHOBaHHeM, TakuM kak NaH, Na,CO;,
NaHCO;, K,CO3, Cs,CO; u 1.11., B moaxosuieM pactsopurene, Takomkak DMF, DMA, THF, auokcan u 1.11., €
nony4yenueM coerunenus ¢opmyinsl (XII), rne E mpencrasnser coboit O, G! npeacTaBisier coboit Ci gaaKul,
Cs_grtmkioankui win C;_gT'e TepOIUKIIOATKILL.

Coenunenne Gopmynsl (XII), rae kompio A npexacrapiseT codoit mupuami, E npencrasiser coooit N-PG,
1 G' npencrasisier co6oit C,anKi, monydaoT u3 coeaunenns popmyuns (VII), rae HAL npexcrasmsier co6oii
Cl, u R* mpexcrasnsier coboii C,_gankun. Hanpumep, 2-x10p-4-METHII-5-HUTPOIIMPUAUH BBOJAT B PEAKIHUIO C
aMUHOM, TaKMM Kak TpomaH-2-aMyH, ¢ oclienyomei peakiueit c DMAP, nu-tpeT-0ytunaukapOoHaTOM, B pac-
TBOpHTene, TakoM kak THF, ¢ momyuenunem coemunenus ¢opmyist (XII), roe kombno A mpezacraBisieT co0oit
mupumui, E mpencransier coGoit N, 3amemenHsii 3amurHoM rpymmoit (BOC), u G' mpencrasnser coGoit
C.QJIKHIL.

Boccranosnenne Hutpo-pparmenrta coenunenus ¢opmynsl (XII), rne E mpeacrasnser co6oit O nim N-
PG, G' npencrasisier coboit denmn, Cigamkmi, Cs ¢IUKIOANKII, TUPUAWI, C UCIIOIF30BAHIEM YCIOBHUH, W3-
BECTHBIX CICIIMAIKCTY B TaHHOW 00JIaCTH TEXHHKH, HApUMep BoccTaHoBIeHHE xkene3oM (Fe), B pacTBopurerte,
takoM kak EtOH/Boma, B mpucyrctBun NH,Cl mnn xornentpupoBannoit HCl, mpu Temneparypax B quamna3oHe
ot 0 mo 25 °C, B TeYcHHE MEPHO/a, COCTABIIIONICTO OT 2 70 6 4, 00ECIeUYnBACT COOTBETCTBYIOIIMIA AHUIHH
dhopmyner (XIIT). BoccTanoBnenus: HuTpocoeauHeHus popmynsl (VII) Takke JOCTUTAIOT ¢ MPUMEHEHUEM YCIIO-
BHW THIPOTEHU3AINHN, HAIPUMEDP pEaKlu C MaJIaJUeBBIM Kataiau3aTtopom, TakuM kak Pd/C, Pd(OH),, Pt/C u
T.II., B IOAXOAsMIEM pactBopurene, Takom kak THF, MeOH, EtOAc wim ux cmech, B nmpucyrcTBur H, (Hampu-
Mep npu atMocepHoM aaBieHuu wim mpu ot 207 no 345 klla (ot 30 go 50 GpyHTOB HA KB. ATOIM)), TIPH TEMIIC-
parypax B quamna3oHe oT K. T. 10 50°C ¢ nosydyeHneM aMMHHOTO coequnerns popmynsl (XIII). BoccranoBnenus
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HuTpocoenuHeHus hopmynsl (XII) Takke JOCTHTAOT ¢ UCMOIB30BAHUEM Zn, XJIOPHIA AMMOHHUS B TIOIXOISAIIEM
PacTBOpHUTEIIC HITH CMECH PACTBOPHUTENEH, TAaKOH KakK alleTOH/BO/a, MpU TeMieparype B auamazone ot 0°C 1o k.
T., B TCUCHHUE TEPUOA, COCTABIIIOIICTO MPUOIU3UTENHHO 2-6 U, ¢ OTYYCHUEM aMHHHOTO COSIUHCHHS POopMy-

a1 (XII).
Cxema 3
HAL(&(RQMQ Coueranue
1
HO-G
NH,
X 1
XIV) ) G O@Ra)u
NH»
HO ( XV

@Rah_z 1. CBaspBanue
LG-G!
NQO,

2. BOCCTAHOBIIEHHE
(XV)

B cootBerctBnu co cxemoit 3 coequnenne ¢popmyisl (XIV), rae konbpuo A mpeactariseT cob0oil cooTBeT-
CTBYIOIIMM 00pa30M 3aMEIICHHBIN (PCHII WM TeTepOapui, coaepKaiuii 1-2 uieHa, mpeCTaBISIFOIUX CO00M
arom asora, 1 HAL npencrasnster co6oit I, Cl wiu Br, u R* npencrasnsier co6oit C.4aKuil, BBOIAT B PEAKIIUIO
KATATH3HPYEMOT0 MEIbI0 Kpocc-codeTanns ¢ coenuuerneM dopmyist G'-OH, rae G' npeacrasmser co6oii de-
HUJI WIH TeTePOapwi, colepKamuii 1-2 4ieHa, MpeacTaBIsIOMMUX co0oli aToM a3zora. Hampumep, coenmuHeHue
dbopmynsr (XV), Takoe Kak 2-XJI0p-4-METUIMTUPUMHUINH-5-aMIH, BBOAAT B PEAKIUIO C COSIUMHEHUEM (HOPMYJIBI
(X), TakuM Kak (heHoJ, MEAHBIM KaTaju3aTopom, TakuM kak Cu, Cul u T.11., N,N-IUMeTUITITUIITHOM, OCHOBaHH-
eM, TakuM kak K,COs, CS,CO;, 1 T.11., B MOAXOIAIIEM pacTBOpUTEIE, TakoM kak nuokcad, JIMCO u T.1n., mpu
Temneparype npubmusutensHo 90°C, B TeUeHHE NMepHojia, COCTaBItoNiero oT 1 1o 3 gHeH, ¢ moiyueHueM 4-
MeTHI-2-(pEeHOKCUITPUMUANH-5-aMiHA. B anbTepHaTHBHOM crioco0e peakiuy coOYeTaHHus MPOBOIAT B OTCYTCT-
BHE KaTalM3aTOPa C MCIIOIB30BAaHINEM MUKPOBOJIHOBOTO I KOHBEKIIMOHHOTO HAarpeBaHHs C OCHOBAaHHEM, Ta-
kM kak K,COs, B pactBoputene, Takom kak DMSO.

Coenunenne Gpopmyinsl (XVI) Taxxke momyqaroT u3 coenunenus opmynsl (IX) B nBe cranuu. Ha nepBoit
ctamuu coenunerne Gopmynsl (1X), rae Koipo A mpeacTaBiseT co00i (GeHIITFHOES HITH TeTEPOapUIILHOE KOJIb-
10, cojepskaniee 1-2 uiena, npeacTapisomux coboi aToM azora, R® mpeacrasiser co6oii C,_¢alIKUII, BBOIAT B
PCaKIMIO COYCTAHUS C COCAMHCHHEM (DOPMYITBI LG-G', rme LG npencrapisier codoit Cl, u G' NIpEeACTaBISAET
coboii Ci_¢allKiiI WIN 6-4JICHHOE TeTepOapribHOES KOIBIO, colepxaiiee OT 1 10 2 YICHOB, MPEACTaBISIONINX
co0olf aTOM a30Ta, KaK OMUCcaHO paHee. Ha BTOpPOil cTagny BOCCTAHOBIICHHE HATPO(PPArMEeHTa C UCTIOJIE30BaHH-
€M YCIIOBHIA, U3BECTHBIX CIICIUAINCTY JaHHOU OOJIACTH TEXHUKH, 00CCIICUMBACT MONyYCHHE COCOMHEHUs (op-

Myl (X V).
1
HAL@(Ra)” Coueranne G@Ra)w
—_—
NH,

Cxema 4
NH,

(XIV) {(XVII)

B cootBercTBUU cO cxemoii 4 apuiranoreHuaHoe coeauHerne popmyinl (XIV), rae Koo A mpencras-
JsIeT co00i (PeHMITbHOE WITM TeTepOAPHIIBHOE KOJIBIIO, CoJieprKaliee 1-2 wieHa, MpencTaBisomux coboi atoM
asora, HAL npencrasiser co6oii Cl, Br, u R* npencrasnser co6oit H win Csaikui, MOABEPraloT KaTaau3u-
PyeMoii IepeX0JHBIM METAIUIOM PEaKIMH KPOCC-COUCTaHuUs, Takol kak peakiuu Cym3yku, Herumu u ['punbsipa.
Hanpumep, peakius coenunerus popmydsl (XIV) ¢ KoOMMEpUYECKH JOCTYIHBIMU MK TOCTYITHBIMH B PE3YJIbTaTe
CUHTE3a aJKWI- WIA apuiIOOPOHOBOW KHCIOTOW WM CIOKHBIM 3(DUPOM B MPUCYTCTBHH IOAXOJSIICTO Malia-
JIMEBOTO KaTanmu3aTopa, Takoro kak Pd(PPhs),, Pd(OAc),, Pd (dppf) Cl, u 1.11., ocHoBarmeM, TakuM kak Cs,COs,
K,CO3, Na,CO; u T1.11., B moaxoasimeM pactBoputene, TakoM kak ACN, THF, MeOH, EtOH, toxyon, nquokcas,
BOJIa MIIH UX CMECh, C UCTIOIb30BaHNEM KOHBEKIIMOHHOTO WJIM MHKPOBOJIHOBOTO HarpeBaHUs IPH TeMIIEpaTypax
B auamna3one ot 80 go 120°C, B TeyeHHe MEepHOJa, COCTABIAIOMEro oT 12 mo 24 4, oOecrieynBaeT MOTydYCHHE
coeuuenns popmyis (XVII), rae G' npexcrapmsier co6oii C,_ Ak HiH (GEHHL.

[Tono6HBIM 00pa3oM apuiranoreHuIHOE coeanHeHre Gopmyitbl (XIV), rae KoabIo A TpencTaBisieT coooi
(heHnITPHOE WM TeTepoapriIbHOE KOJIBIIO, colepikaiiee 1-2 uieHa, mpeacTaBisonux coboi atom azora, HAL
npencrapuser coboi Cl, Br, u R* nmpencrasnser coboit H nnu C|_¢ankui, BBOAAT B PEAKIHUIO C peakTUBOM I 'pu-
HBSIpa, TAKAM KaK M30MPOMMIMATHUS XJIOPHUJ, WM IHHKOPTAaHNYECKUM PeareHTOM, TaKMM Kak M300yTIIHHKA
(II) 6pomun, mmknoOyrwmuaka(ll) 6pomMun M T.I., B MPUCYTCTBUM NaJUIaJMEBOTO KaTajlM3aTOpa, TAaKOTO Kak
Pd(dppf)Cl, DCM, Pd(dppf),Cl, u T.11., B moaxonsmem pacteopurene, takom THF, mpu Temmeparypax B quara-
30He 0T -78°C 10 TeMIepaTypsl (IIerMBI PACTBOPUTENS ¢ MOMydeHHeM coeauHenns popmyist (XVII), rae G
npeacTaBisieT coooi Ci_gaTKuL.
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CxeMma 5

1
G E@/\(Ra)m GI-E (R*)1.2
o, ok

NH
(xvi1y Coueranue cN
CN X
XIX
NH, N7 Cl (XIX)
(XVIN (XVIIN)

B cootBercTBUM co cxemoii 5 apunranorenunst popmynsl (XVII), rne HAL npencrasnser coboit I, Cl
win Br, moaBepraroT KaTaIH3HPyeMOMY MaUIaJHeM apHWIUPOBaHHUIO ¢ coeamHeHHeM ¢opmynbl (XVI) wmum
(XVII), roe G! npencrasiasier coboi dpennn n Ciguuknoankmwi, R* npeacrasmser coboit H nmu Cjgankun, B
MIPUCYTCTBUH NAJIAAUEBOTO KaTanmn3aropa, Takoro kak Pd(OAc),, Pd,(dba); u T.1m., auranaa, Takoro Kak KCaHT-
¢doc, S-Phos, BINAP, DPEPhos, moaxomsiiero ocHoBanus, Takoro kak NaOtBu, Cs,CO3, K3PO,4 u 1.11., B To11-
xoJsmieM pactBoputene, TakoM kak ACN, THF, Tomyon, TUOKCcaH U T.II., ¢ UCMOJb30BaHNEM KOHBEKIIMOHHOTO
WJIX MUKPOBOJIHOBOTO HAarpeBaHUs IpuU TemIeparypax B auanasoHe oT 60 no 120°C ¢ nomyueHreM COeJUHEHUS
dhopmynel (XIX), rae E npencrasnser coboit cBsa3p umu O.

Ccema 6

RON ER OV RO
NH NH N™ "NH

NH; 1. Hpxnasamms
AN CN - SNAT N DI S
A\ DL N—co,H
> I [Mukaunszauma | P COzCH, 2T g
Nl N s . I'naponnz N
(XIX) XX) (XX

B cooTBeTcTBUM cO cXeMo#l 6 HUTpHIbHOE coenuHeHne Gopmymsl (XIX) BBOIIT B peakiiuio HYKICO(PIITb-
HOTO apOMaTHYECKOTO 3aMEIICHHUS C ATUITHOALETATOM IPH OCHOBHBIX YCIOBHAX C TOCIEAYIONINM 3aMbIKaHHEM
KA ¢ TIOJTYyYeHHEM THEHONMMPHUANH-KapOokcumaTHoro coenuHeHust Gopmynbl (XX). CoenuHeHune (HOpMYITbI
(XXI) momydatoT B nBe ctaanu u3 coeanHeHus ¢popmyinsl (XX). Ha mepBoii craanu peakims coequHeHus ¢op-
mynsl (XX) ¢ CDI; B moaxoasiiieM pacTBOpPHUTEIE, TAKOM Kak 1, TMOKCaH M T.II.; IPU TeMIeparype (QJerMsbl; B
TEYEHHUE Teproa, CocTaBistonero 12-24 4. Ha BTOpo# cTaguu THAPOIU3 CIONKHOIPUPHOTO PparMeHTa ¢ MoJ-
XOJSIIUM ocHOBaHMeM, TakuM kak NaOH, LiOH u T.1., B pactBopurene, TakoM kak MeOH u T.11., ipu Temme-
paTypax B Auama3oHe oT K. T. 10 50°C B TeueHune meproja, CoCTaBsaionero ot 12 no 24 4, obecneunBan moiry-
YCHHE KUCIIOTHOTO coequHeHus Gpopmyisl (XXI).

Cxema 7
Cee). | HOW:
N JJ\NH ObpasoBaHue N NH
XJIOpaHTHIpHaa AUMITHpOBaHHE
—_— ST —_— Q
| R CO,H FHeToTH | N cocl JL
P 2 NT 8 G-E-A-N" "NH R
N TS I
SN MR
(X1 (X1 L
N S [0}
1 Coueranue

0}

B cooTBeTcTBHM CO cxeMoii 7 KHCIOTHOE coenuHeHne ¢popmyibl (XXI), kak ommrcaHo BhIIE, CHaYala mpe-
BpamaT B coeauHenue dhopmysl (XXII), mpeacrapinstomee coOor XJIopua KUCIoTel. Hanpumep, coennHeHne
dhopmynbr (XXI) 06pabaTEIBAIOT XJIOPUPYIOMIAM CPEACTBOM, TAKMM KaK THOHWJIXJIOPHUI H T.II.; B paCTBOPHUTEIIE,
TaKoM KakK TOJIyOJI H T.II., ¢ 0OpazoBanueM coeauHenus Gopmysl (XXII).

Peaknuii coueTaHusi JOCTUTAIOT ¢ TIOMOIIBIO TPAAUIIMOHHOW METOIMKH 00pa30BaHUs aMHUIHOMN CBSI3H, KO-
TOpasi XOPOIIO M3BECTHA CIICHHANUCTY B JAHHOW 00JACTH TEXHHUKH, Kak M300pakeHO Ha cxeme 5. Hampumep,
anuI-raioreHuHoe (Hanpumep, XJopuaHoe) coequnerne popmyasl (XXI) BBoasar B peakunto ¢ (1S,3R,5R,7S)-
3-amuHOaamMaHTaH-1-ooM mwm amuHoM ¢dopmyist (V), (VI) mmm (VII) B npucyTcTBUM H30BITKA TPETHYHOTO
amuHa, Takoro kak TEA, MUpuAMH U T.II., HE0OSA3aTEIHHO B MPHUCYTCTBUHU MOJXOSIIETO KaTalan3aTopa, TaKoro
kak DMAP, B noaxoasmem pactsoputene, Takom kak DCM unu THF, npu temneparype B Auana3zoHe OT KOM-
HAaTHOM TEMIIEpaTyphl 10 TeMIlepaTypsl (IErMbl pacTBOPUTENS ¢ NoxydeHneMm coequneHus ¢popmyist (I). Psn
JIPYTHUX METOIUK JJISI COYETAHH C aMHHOKHCIIOTAMH PUMEHSIIOT [T IPOBEACHMUS PEaKIUH COYETaHHS C COCIIH-
HenueMm opmynsl (XXI). Peakuus KoMMepUYeCKH ITOCTYITHOTO WIJIM JOCTYITHOTO B pe3yJbTaTe CHHTE3a aMUHA
dopmyner (V), (VI) mwmu (VII) ¢ cooTBeTCTBYIOMUM 00pa3oM 3aMernieHHon kuciaoToi Gopmymsl (XXI) npu ye-
JOBUSIX 00pa30oBaHUS aMHUIHOHM CBsI3W obecneunBaeT moyrydeHne coequHerust popmynsl (I). B mpenmouruTessb-
HOM BapHaHTe ocymecTBieHus coenunenue Gopmynst (V), (VI) wm (VII), B popme cBOOOIHOTO OCHOBAHHS
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WM COJIM KHCJIOTBI, BCTYIIAET B peakuuio ¢ coequHerneM ¢popmyisl (XXI), B mpucyTcTBHN 00€3BOKHUBAIOIIETO
areara, Hampumep HOBt/EDAC, HATU, HOAT, T3P® wu T.I.; MOAXOIAIIET0O OCHOBaHWsS, HaINpUMEp
JUIISA, TOA u T.1.; B OpraHN4YEeCKOM PacTBOPUTENIE WM CMECH PACTBOPUTENEH, HAIpUMEp TONyoJse, aleTo-
HUTpPWIIE, YKCYCHOATWIOBOM 3dupe, IM®D, TT D, MeTHIeHXIOpHE U T.I1.; AJIS ITOJyYEeHUs coeTMHeHHs Gopmy-
1w (I). B 0cOOEHHO MPEenmoYTUTEIHPHOM BapHaHTe OCYIIECTBICHUS N300peTEeHUS 00€3BOKUBAIOIINI areHT Mpe/-
craBisier co6oit HATU, a ocrHoBanue npezactasisieT coboir TEA ninm DIPEA. B cinywasx, Tie aMHMHHOE COEIH-
Herue ¢popmyinsl (V), (VI) wmm (VII) conepxut tper-Oyrrnkapbamatayro (BOC) 3amurthyto rpynmy (PG), yna-
nenue TpeT-OyrrikapobamatHoit (BOC) 3ammrHO# rpymibl (PG) oCyIecTBIAIOT MyTeM MPUMEHEHHUS KUCIIOTHI,
takoit kak HCI, TFA, n-ronryosncyns(hoHOBast KACIOTa, B pacTBopuTee, TakoM kak MeOH, auokcan uimu DCM.
B mpenmodtuTensHOM BapHaHTE OCYIIECTBICHHS yNAJCHHS 3alllUTHOW TPYOIBl IOCTHTAIOT C ITOMOIIBIO
HCI/MeOH nmu TFA/DCM.

Coenunenne Gopmyist (1), B KOTOphIX R? npencraBiseT coboit Cs gIUKIIoanKui, 3amelrneHasii NH,, BBO-
JIT B PEAKIUIO MPH YCIOBUAX BOCCTAHOBUTCIHFHOTO aMHHHPOBAHHS C MOIXOMISIIUM ANBJICTUAOM, TAKUM KaK
dbopmanpaerun, napa-QpopManbaeru, BoccTaHoBuTeneM, TakuM kak NaBHy, NaBH(OAc); u T.m., B moaxons-
meM pacTBopuTene, Takom kak DCM, MeOH, THF u T.11., ¢ nonydenuneM coemuuenns dopmyisi (1), npuuem R
npencraBisieT coboit Csgimkmoankui, 3amenieHHbpH N(CHs),. B ambTepHaTuBHOM criocobe coemuHeHHe (Hop-
myist (1), B kotopom R* mpencrasmsier co60ii Cs_¢IHKIOAIKHI, 3aMeleHHbi NH,, BBOIST B PEAKIMIO ABYXCTa-
TUHHOTO CHHTE3a ¢ mapa-popMalbIeTHIOM C 00pa3oBaHHEM MMHUHA Ha IIEPBOU CTaJWU C MOCIEXYIOmEei THIApO-
renmsammeii ¢ H, u Pd/C ¢ monyuenmem coemumerns ¢opmynst (I), mpmaem R? mpexcraBmser co6oit
Cs_gitnkioankud, 3amenienabiii NH(CHj).

Coemunenne dopmyist (I), B kotopom R? mpencrasisier co60ii Cs-¢LuKI0anKIL, 3aMernernbrii NH,, BBO-
JIIT B PEAKIIUIO C al[UIINPYIOIIMM CPECTBOM, TAKMM KaK aHTUAPHUIBI M TAOTCHUIBI KapOOHOBBIX KHCIIOT, TAKHE
KaK YKCYCHBIH aHTHIPUA, MPOI-2-€HOWI-TPON-2-eHoaT, NponuoHoBbi aHruapua, Ceankuin(C=0)Cl u T.11.,
TP yCIOBHSAX, ONHCAHHEIX paHee, ¢ MoTydeHHeM coeauuenus popmymst (I), npuuem R* mpencrapnser coboit
Cs_gimkoanku, 3amenieHabrit NH(C=0) C_ankuiom u NH(C=0)CH=CH,.

Coenunenne Gopmyst (1), B koTopom R’ npenctaBisier coboit Cs-glukiIoankui, 3amerneHHbii NH,, BBO-
JIT B PEAKIUIO C TOAXOJAIICH KUCIOTOM, TaKo# Kak 2-(IMMETHIaMHHO)YKCYCHasl KUcIoTa, Boc-capko3uH, 2-
(Tper-OyToKCcHKapOOHMIAMUHO))yKCeycHass kuciora, (E)-4-(muMmermnaMuHO)OyT-2-€HOBas KHCIIOTA, aKpIIIOBas
KHACJIOTa ¥ T.IL, TIPH YCJIOBUSAX OOpa30BaHMS aMHUIHOM CBSI3M, ONFCAHHBIX paHee, C MOJyYCHHEM COCIUHECHUS
dopmyast  (I), mpuuem R’ mpencraBuser coboit  Csgupknoankmn, samemennsiii  NH(C=0)CH,NH,;
NH(C=0)CH,NH(CH;) n NH(C=0O)CH,N(CH3) ,. Ctaguio yJgajJeHus 3alUTHOW TPYMIBI C HCIIOIH30BAHUEM
YCIIOBHH, ONMCAHHBIX paHee, OCYIICCTBIIIOT TaM, TIE 3TO TPUMEHIMO.

Coenunenne Gopmyinsl (I), a koTopom R’ npencTaBisieT cobor Cs ¢IUKIOANKII, 3aMelieHHbI NH,, BBO-
JAT B peakiuio ¢ N-IHaHUPYIOUIMM peareHToM, TakuM kak BrCN, ocHoBaHueMm, TakuMm kak TEA, B pacTBopuTe-
ne, Takom kak DCM, ¢ momyuennem coemunenns dopmynsl (I), mpuuem R” mpexncrapimser co6oii Cs.gliuk-
noankui, 3amemeHubiii NH-CN.

Coenuuenne dopmyinsr (I), B kotopom R mpencrapnser co6oii Cs._qlkmoankui, 3amemennbii NH(CH;),
00pa3yIoT B JBE CTaguu U3 coenuHeHus Gpopmyinsl (1), mpuuem R’ npeacTaBisieT co00it Cs gIIMKIIOATKIII, 3aMe-
mennbit OH. Ha mepBoii craguu oKucIIieHHe ¢ TIOMOIIBIO OKUCITUTENS, TAKOTO Kak nepuoanHaH Jlecca-MapTtuHa
U T.I., B IOJXOAAIIEM pacTBOpuTeie, TakoM kak DCM, B TeueHHe Ieproa, COCTABISAIONIETO TPHOIU3UTEIHHO
16 4. Ha BTOpO# cTagny peakius KEeTO-COSTUHEHUS MPH YCIOBHUIX BOCCTAHOBHTEIHHOTO aMUHHMPOBAHUS, OIH-
CaHHBIX paHee, obecrednBacT monydeHue coexpueHns dopmyast (I), mpmaem R’ mpexcraBmser coGoil
Cs_gitnkioankud, 3amenienasii NH(CHs).

Coemunenne dopmyist (I), B kotopom R? mpexcrasmsier coGoii Cs_gupktoankmn, 3amemennsii NH(CHs)
MOXeT O00pa3’oBEIBATHCS B J1Be cTamuu u3 coenauHenus dopmyner (I), mpumuem R* mpexcraBiser coboit
Cs_qumrutoankui, 3amenienHslii OH. Ha mepBoit cramun npeodpasosanne OH B 4-metmnoen3oncynspoHar my-
TEM PEaKIUU C MOIXOMAIINM OCHOBaHHEM, TakuM kKak DIEA, 4-MeTmii0eH301CyNb(QOHIIXIOPUIOM, B TTOIXOIS-
meM pacTBopuTene, TakoM kak DCM, moxer obecrieunBaTh mosrydeHue 4-mermindensoncynsgonara. [Toce-
JyIoIasi peakius ¢ MOAXOSIIIAM aMHHOM, TAKHM KaK METHJIAMHH H T.II., MOXKET 00CCIIeYHBaTh MOTYyYCHUE CO-
emmuenus popmyist (1), mpuaem R” npescraBiser co6oii Cs_gluknoanku, 3amemtennsiiit NH(CHj).

Coenunennst popmysl (I) MOryT OBITH TPEOOPa30BAHBI B COOTBETCTBYIOIINE COJTH C MPUMEHEHHEM CITOCO-
00B, U3BECTHBIX CIIEITUAINCTY B TaHHOW ob6nacTu. Hampumep, o6padotka amuna hopmynsl (1) TpudropykcycHoi
kucnoroit, HCl nnm nmuMoHHOM KHUCIOTO# B TakoM pactBopurene, kak Et,0, CH,Cl,, THF, MeOH, xmopodopm
WIIA M30TIPOMIAHOI, TIO3BOJISIET MOJIyYaTh COOTBETCTBYIOIIYIO COJIEBYIO (hopMy. AJIBTEpHATHBHO COJIA TPUPTOP-
YKCYCHOW WJIM MYPaBBHHOW KHCJIOTHI MOXHO TIOJNYYHUTh B PE3yIbTaTe OYNCTKHA COCAMHEHUH B YCIOBHAX 0Opa-
meHHo-(hazosoit BOXX. Kpucrammmueckne GpopMmbl apMaleBTHIECKH MPUEMIIEMBIX cOJie coennHeHuit dop-
Mynbl ([) MOKHO TIONYYUTH B KPUCTAJUTMYECKOHN (hopMe MyTeM MEePEKPUCTAIUIM3ALNHI U3 MOJIIPHBIX PACTBOPUTE-
Jel (BKJIFOYAsT CMECH TOJSIPHBIX PACTBOPUTENICH M BOJHBIC CMECH IMOJISIPHBIX PACTBOPUTEIICH) MITH U3 HETOJIIP-
HBIX PacTBOpPUTENCH (BKITFOYAs CMECH HETIOJIIPHBIX PACTBOPUTEIICH).

Ecnu coenuHeHys B COOTBETCTBUH C HACTOSIIUM M300pETEHHEM MMEIOT MO MEHBIICH Mepe OJUH XUPaJlb-
HBII1 IIEHTP, OHU MOTYT COOTBETCTBEHHO CYIIECTBOBAaTh B (hOpMe SHAaHTHOMEPOB. Ecim coeanHeHns: UMEIOT 1Ba
nn OoJiee XMPaTBHBIX IICHTPA, OHM MOTYT JOTIOJIHUTEIRHO CYIIECTBOBATh B opMe anactepeomepoB. Ciemyer
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MOHMMAaTb, YTO BCE TAKHE M30MEPHI M X CMECH BXOJST B 00BEM HACTOSIIETO N300PETEHUSL.

CoequHEeHHMs, OTyYEHHBIE B COOTBETCTBHU C OINMCAHHBIMH BBIIIE CXEMaMH, MOXHO IOJIyYUTh B BUJIE OT-
JeNbHBIX (OPM, HAIIpEMEpP OTAEIHHBIX SHAHTHOMEPOB, ITyTeM (popMOCTICII(PIIECKOT0 CHHTE3a WK ITyTeM pas-
neneHnsi. CoeAMHEHMs, MTOTyYeHHbIE B COOTBETCTBUH C OMUCAHHBIMHU BHIIIE CXEMaMH, aJbTEPHATUBHO MOKHO
TIOJTYYUTh B BUJIE CMeceil pa3HbIX GopM, TakuX Kak paremudeckue (1:1) niam Hepanemudeckue (e 1:1) cmecn.
[Ipu monmydeHHH paleMHYeCKHX M HEPaleMHYECKHX CMeced PHaHTHOMEPOB OTAEIHHBIC YHAHTHOMEPHI MOTYT
OBITH BBIACTICHBI C TIOMOMIBIO TPAJUIIMOHHBIX CIIOCOOOB pa3leNieHMs], N3BECTHBIX CIICIIHAICTaM B JaHHOW 00-
JACTH, TaKUX KaK XHpanbHas Xpomartorpadusi, mepeKpHCTALIM3anysi, 00pa3oBaHUE AMACTECPEOMEPHOH COJH,
NpeBpallleHHEe B JHACTEPEOMEPHBIE aJUIyKThl, OnorpaHcdopmanust mwin dpepMeHTHas Tpanchopmarms. [Ipu mo-
JTy49E€HUN PETMOM30MEPHBIX WM AUACTEPEOMEPHBIX CMECEH, C y4eTOM KOHKPETHBIX OOCTOSITENBCTB, OTICIIbHBIE
M30MEPBI MOXKHO MOIYYUTh TPAIUIMOHHBIMU CIIOCO0AaMH, TAKUMH KaK XpoMaTorpadus Hiu KpUCTATH3aLHsL.

[TpuBeneHHbBIE HMKE KOHKPETHBIE PUMEpPHI OoJiee MOAPOOHO MILTIOCTPUPYIOT HACTOsIIEee H300peTeHne
pa3nuyHbIe PEANOYTHTENbHBIC BApUAHTHI OCYIIECTBICHUS.

IIpumepsr

Ecmm He ykazaHo WHOE, AJIS TIOJTYYEHHUS ONMMCAHHBIX B MPHUBEICHHBIX HIDKE MPUMEpax COSTMHEHUI 1 COOT-
BETCTBYIOIINX aHAJTUTUIECCKUX JAHHBIX MCTIONB30BAH CICIYIONTNE SKCIIEPUMEHTAIbHBIC U aHAIUTHYECKUE TIPO-
TOKOJIBI.

Ecimm He yka3zaHO WHOE, pEakIOHHBIE CMECH IEepPEeMEIINBA HAa MarHUTHON MeIIajKe IpH K. T. B aTMO-
cthepe azora. Ecim pactBopbl ObUTH "OCYIICHBI", JJIST 3TOTO IO CYIIECTBY WCIOIL30Bald OCYIIAIONINA areHr,
takoi kak Na,SO4 mm MgSO,. Ecau cMecH, pacTBOpPBI U AKCTPAKTH OBLITH "CKOHIIEHTPHUPOBAHBI", TO MX, KaK
NPaBWJIO, KOHIEHTPUPOBAIM HA POTOPHOM HCIIApUTENE IO/ HMOHIKCHHBIM JaBlICHWEM. Peakiuu B YCIIOBHAX
MHKPOBOJIHOBOTO M3JIy4EHUsI MPOBOJMIN B MHUIMaTOpe Biotage mimu nmpn6ope CEM (MHKPOBOJIHOBBIH peakTop)
Discover.

HopwmanbsHo-dazoByto xpomartorpaduio Ha cunukarene (FCC) Bemonssian Ha cunukarene (SiO,) ¢ wuc-
TMIOJIE30BaHUEM TIPEIBAPUTEIBHO 3alPABICHHBIX KapTPHIKEH.

[IpenapatuBHy0 00pamieHHO-(Pa30ByI0 BBICOKOA((EKTHBHYIO JKHIKOCTHYIO Xpomarorpagpuio (OD-
B3XKX) BBITTOIHSIN ¢ OTHAM BapUAHTOM H3:

cucremsl uist BOXKX Agilent ¢ kononkoit Xterra Prep RP18 (5 MxM, 30x100 nm 50x150 Mm) miu KosoH-
ku XBridge C18 OBD (5 MxM, 30x100 wim 50x150 mm); mogsmwkayo da3y 5% ACN B 20MM NH,OH Beinep-
JKUBAIM 2 MHH, C TOCIEAYIOmUM rpaaneHToM 5-99% ACN B Tedenue 15 mMuH, mocie 4ero BoiAep)uBaid 99%
ACN B TeueHHue 5 MUH Mpu CKOpocTH moToka 40 wu 80 Mi/MuUH;

WA

cucreMbl BOXXX Shimadzu cepun LC-8A ¢ xomorkoii Inertsil ODS-3 (3 mxm, 30x100 mm, T=45°C), mox-
BIkHYIO ¢a3y: 5% ACN B H,O (06a ¢ 0,05% TOK) BraepxuBany B TeueHHE | MUH € MOCTICTYIONNM IPaJUCH-
ToM 5-99% ACN B Teuenue 6 MuH, 3aTeM BbAepkuBanu mpu 99% ACN B Teuenne 3 MUH; CKOpOCTh TOoTOKa: 80
MJI/MUH,

WA

cuctembl BOXKX Shimadzu cepun LC-8A ¢ xonmonkoi XBridge C18 OBD (5 mxm, 50x100 Mm), moaBmxk-
Has daza 5% ACN B H,O (06a ¢ 0,05% TFA), BeLaepkuBaHe B T€UeHHE | MUH C MOCIEIYIOMINM TPaJHEHTOM
5-99% ACN B Teuenne 14 muH, BrnocnencTsuu BeiaepxkuBanue mpu 99% ACN B Teuenue 10 MUH; CKOpPOCTh
motoka 80 MJI/MUH;

WA

cucremsl BOXKX Gilson ¢ xomonkoi#t XBridge C18 (5 mxMm, 100x50 mm), monsmxkHas daza 5-99% ACN B
20 MM NH,OH B teuenue 10 mun, 3ateM BeiaepxkuBanu npu 99% ACN B TeueHue 2 MUH, CKOPOCTb MOTOKa 80
MJI/MUH.

TectupoBanme Ui KOHTPOJISI KaueCTBa BKIIIOYAET B ceOs MACHTH(PHUKALINIO, ONpeaeTieHIe XUMUIECKON 1
paauoxumuueckoi yucToTel MeTogoM BOXKX ¢ momompio xonoHku C18 (5 MxM, 4,6x250 MMm), smoupyemoit
CMECBIO METaHoJI/areraT aMMoHus 5 MM, 65/35, 06./06. ipu CKOpOCTH TIOTOKA | MJI/MUH., OCHAIIICHHOH ITOCJIe-
noBaTenbHOr Y D-(280 HM) U raMMa-IeTeKITUeH.

[ToArOTOBUTENBHYIO CBEPXKPUTHUYECKYIO BhICOKOd(G(hekTuBHYIO (itonaayro xpomarorpaduio (COX) BbI-
TIOJTHSUTH JTNOO Ha moAroToBUTeNbHON cucteme st COX Jasco Ha cucteme APS 1010 ot Berger instruments,
mi6o Ha cucrteme SFC-PICLAB-PREP 200 (PIC SOLUTION, r. ABunbon, @pannust). Paznenenust npoBoauiu
npu nasinennd 10-15 MIa (100-150 6ap) co ckopocTsio motoka B npenenax 40-60 mi/mMuH. KonoHKy HarpeBanu
1o 35-40°C.

Ecnu e ykazano mHoe, Macc-criektpel (MC) nmonydann Ha ananuzarope Agilent cepun 1100 MSD npu
MOHM3aLuK dj1eKkTpopacnsiienueM (MOP) B mo3utnBHOM pexnMe. PacuerHas (pacd.) Macca COOTBETCTBYET TOU-
HOM Macce.

CrexTpsl sSAepHOrO0 MarHuTHOro pesoHaHca (SIMP) Obutm mosydeHsl Ha cnekrpomerpax Bruker monenm
DRX. JIns MyJbTHUIUIETHOCTH HCIIOJB3YIOTCS CIEAYIOIIMEe OOO3HAUCHUS: C=CHHIJIET, N=XyOJIeT, T=TPHILIET,
K=KBapTeT, M=MYJbTHIUICT, YII.=yIIHpeHHbIH. CiexyeT NOHUMATh, YTO JJIS COSAWHEHHH, CONEpKAIIuX CIO-
COOHBIN K 0OMEHY MPOTOH, YKa3aHHBIA MPOTOH MOXET OBITh BUICH WM HE BUACH Ha criekTpe SIMP B 3aBucuMoO-
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CTH OT BBIOOpa PacTBOPHUTENSI, KOTOPBIA MPUMEHSIETCs I mocTpoeHus SIMP-criekTpa, U KOHIICHTPAIUN COCIH-
HCHHS B PacTBOPE.

XuMUdecKknue Ha3BaHHs OBUIM COCTAaBJICHBI C TIOMOINIbIO TMporpammHoro obecredennss ChemDraw Ultra
12.0, ChemDraw Ultra 14.0 (CambridgeSoft Corp., r. KemOpumx, mrat Maccauycetc) mmu ACD/Name Bepcuun
10.01 (Advanced Chemistry).

Coenunenwns, 00o3HaueHHbIe R* mnn S*, mpenctaBisioT co0oit SJHAHTHOMEPHO YUCTHIE COCTUHEHMS, B KO-
TOPBIX a0COTIOTHAS KOHPUTYpAIUS HE ONPEAesiiach.

Cnoco0 1 xupajabHOro pa3aejeHus.

ATponon3zoMepsl XpoMaTorpa(upoBad JUIS BBIICICHUS IBYX OTICIBHBIX aTPONOU30MEPOB, MPHYEM CO-
OTBETCTBYIOIIHME OTICIBHBIC aTPOMOU30MEPHI MIPOM3BOIBHO MMOMEUEHBI Kak *S mwimn *R mis 0003HaYeHUs TOTO,
YTO COCTMHCHUC TPEACTABISICT COOOM OTIENBHBIN aTPOMON30MEp C HEM3BECTHOW aOCOMIOTHOM KOH(UTYpalueii.
B ciyuasx, Uit KOTOPBIX OTPEIEIISUT a0COMIOTHYIO KOH(MHUTYPALUIO OTACIFHOTO aTPOITOM30MEPHOTO COCAUHCHUS,
aTPOMOM30MEPHI BE3/Ie HA3bIBAIOT JINOO S, 1100 R (mpryeM S cOOTBETCTBYET allbTEPHATUBHBIM 0003HAYCHUSM aS,
S, wn P; u ipu aToM R cooTBeTCTBYET asibTepHATHBHBIM 0003HaYeHUsM aR, R, i M). OumncTky npoBoammm Ha
konoHke s xupanbHoit SFC (menomemxnas daza: Whelk O1 (S,S), 5 mxMm, komonka 250x21,1 M. [lonBmxHas
(haza mpexacrasisa coboii: 40% CO,, 60% MeOH (0,2% MypaBsHHAS KHUCIIOTA)).

Cnoco0 2 xupajbHOro pa3aejeHus.

ATpomon3oMepsl XpoMaTorpadupOBaN IS BRIICIECHUS ABYX OTACIBHBIX aTPOIOM30MEPOB, MPUIEM CO-
OTBETCTBYIOIIUE OTICILHBIE aTPOIION30MEPHI MPOU3BOJILHO MOMEYeHBI Kak *S wimm *R s 0603Ha4eHHS TOTO,
YTO COSAMHEHHE TPEACTABIISICT COO0H OTACIBHBIA aTPOIION30MEDP C HEM3BECTHOM aOCOIOTHON KOH(QUTYpAIHEH.
B cirydgasx, s KOTOPBIX ONpenessiii abCOMOTHYI0 KOHPUTYPALHIo OTACTHHOTO aTPOTION30MEPHOTO COeTNHE-
HUS, aTPOIIOM30MEPHI Be3JIe Ha3bIBaOT OO0 S, mrbo R (mpuyem S cOOTBETCTBYET albTepHATUBHBIM 0003HAYE-
HUsM aS, S, win P; u npu 3toM R cooTBeTCTBYeT anbTepHATUBHBIM 0003HaucHHsM aR, R, wmu M). Ounctky
NpOBOAMIIM Ha KoJOHKe Juisi xupanbHoH SFC (memonswkHas ¢asza: Chiralpak AD-H, 5 MkM, KoioHKa
250x21,1 mMm. [MoxsrxHast dasza npeacrasisuia coboit: 60% CO,, 40% EtOH (0,3% iPrNH,).

[Mpomexyrounoe coexmnenue 1: 5-(2-etmn-4-deHokcudenun)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-
TpuasaareHa(THIeH-2-KapOOHOBAs KHCIOTA
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Cramust A. 2-Metui-1-autpo-4-dgenokcndenson B kpyrnononnyto xoiby mobasisim denon (42,5 r, 452
mmoins), K,CO; (125 1, 905 mmoms) m DMF (500 mim). B peaknuonHyro cmech n00aBisimu S-gprop-2-
HuTpoToyon (70,2 T, 452 MmMois) U peakmuro nepeMentuBamu npu 80°C B Teuenne 16 4 B atMmocdepe N,. Peak-
o pasbasimsun HackimeHHbIM NH,Cl u sxctparupoBanu ¢ ucnonbzoBanueM MTBED (3x400 mur). Opranude-
CKHe ciou 00benuHsH, cymmin (Na,SO,), GUIbTpoBaIM U KOHIEHTPUPOBAIH JI0 CYXOT'0 OCTaTKa ¢ MOIyYeHH-
€M ykazaHHoro B 3arosioBke coeaunenus (100 r, Berxon 92%) B BUlie KOpUYHEBOTO Maca.

Cramus B. 2-Metun-4-dpenokcnanmnun. K pacrBopy 2-merun-1-aurpo-4-dpenokcubensona (100 r, 436
mmods) B EtOH/H,0 (cootnomenue 3:1, 2000 M) mocnenoBarenpro godasmsum NH4Cl (117 1, 2180 mmonb) u
Fe (97 r, 17 00 mmoip). PeakiinoHHYI0 CMeCh HarpeBajid ¢ OOpPAaTHBIM XOJIOAWILHUKOM B TE€UCHHE 2 4, 3aTeM
peakuuio oxyaxaanu 10 25°C n koHueHTpupoBanu gocyxa. K ocratky no6asismn Bogy n EtOAc n opranmye-
CKHUH CJIOH OTHeNsH, IpoMbIBasid HackeHHBIM NaHCO; 1 HaCHIIIIEHHBIM COJIEBBIM PacTBOPOM, BBICYIIHBAIIN
(MgSO,), dmIbTpoBaId U KOHIIEHTPUPOBAIIM JJOCYXA C TIOJyYEeHHUEM yKa3aHHOTO B Ha3BaHWH coequHeHus (82 T,
90% BBIXO).

Cramus C. 2-Xnop-4-(2-meTtrin-4-heHOKCHAaHWIINHO ) TUPUIUH-3-KapOOHUTpHII. B KpyrionoHHyt0 K0JIOYy B
atMocepe N, nobaBmsum 2-metwin-4-penokcuannaud (30 1, 150 Mmonb), 2-xmop-4-HommupumnH-3-
kapOonutpui (51,6 r, 195 mmous) n auokcan (200 mu), 3aTem ouc(2-aupenmndochunopennmn)rdup (DPEphos)
(16 r, 30 mmoms), PAd(OAC); (3,36 T, 15 Mmmoms) u K3PO4 (89 T, 420 MMouth). PeakinoHHYIO CMeCh MepeMeInBa-
JU B TedeHne Houu nipu Temrepatype 100°C. PeaknnoHHyI0 cMech (DHIBTPOBAIN M OYHINAIH C IIOMOIIBIO KOJIO-
HOYHOHU (hienr-xpomarorpadu ¢ MoJy4eHHEM YKa3aHHOTO B Ha3BaHMM coeauHeHus (32 1, 63% BbIX0a) B BHIC
JKEJITOTO TBEPJIOTO BEIECTBA.

Cramus D. Merun-3-amnHo-4-(2-MeTuin-4-heHokcnanuinuao )tueno| 2,3-b jiupuann-2-kapookcmnar. B
KPYTJIO0HHYIO K00y n00aBisim 2-xyop-4-(2-mMeTni-4-¢heHOKCHaHWIMHO )TUpUIUH-3-Kapoonutpuia (36 T, 107
mmoinb) B MeOH (150 mi). K nannomy pactBopy no6asisimn NaOMe (14,5 T, 2 68 mmonb) B MeOH (30 mi),
3aTeM MeTuna 2-cynbhoHmnanerat (23 T, 217 MMob). PeakiimoHHYI0 CMECh KHIIATHIN ¢ OOpaTHBIM XOJIOIUITb-
HUKOM B TeUCHHE HOYH. PEakIMOHHYI0 CMECh OXJIaXTaTH M JKEITHIH 0CaJoK OT(GHIHTPOBHIBAIIN, MPOMBIBAIN
MeOH wu BBICYIIHBANIH C TIOTy4Y€HHEM YKa3aHHOTO B Ha3BaHHMH coenuHeHus (30 T, Bexon 75%) B BHAE JKENTOTO
TBEPJIOTO BEIIECTBA.

Cramus E. Metun  5-(2-metun-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad-
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THIICH-2-KapOOHOBast KUCIOTa. B KpyrioJoHHYIO KOJIOY MO0aBISIM METHII-3-aMUHO-4-(2-MeTHiI-4-(eHOKCH-
AHWIUHO ))THeHO[ 2,3-bmupuaun-2-kapookcunar (30,6 r, 75,5 mMons), kapoonmtauumuaazon (CDI, 49 r, 300
MMouTb) U 1,4-mrokcan (500 mi). Peaknmio mepemMenmmBaiy pu Temrepatype ¢GJerMbl B TE€UCHHE HOYU. 3aTeM
PEaKIMOHHYIO CMECh KOHIICHTPHUPOBAIH I0CyXa, H K ocTaTKy mobapisimn MeOH (200 mi) u ocamok, KOTOPBIHA
obpazoBaics, OTGUIHTPOBLIBAIN U BHICYIINBAIHN C IMOJIYICHHEM YKa3aHHOTO B Ha3BaHWM coeAauHenus (28,1 1) B
BHUJIE KEITOTO TBEPIOTO BEIIECTBA.

Cramus F. 5-(2-Metun-4-penokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadriieH-2-
KapOOHOBasi KHUCIIOTAa. B KpyrionoHHYI0 KOOy H00aBIsUM METHI-5-(2-MeTmi-4-henokcnpennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcmwiar (9,2 v, 21 MMons), mutus ruapokcun (4,47 r, 106
mMmoutb), THF (200 mir), MeOH (200 mur) u Bomy (50 mm). Peakimonnyto cmech nepeMentuBaimu npu 50°C B te-
yenue 15 4. CMmech KOHIIEHTpUpOBaH jgocyxa u pazoasisuin H,O. Perynuposanu pH 1o 2 ¢ momomrsro 1 M HCI
M 0CaJIoK (PMIIBTPOBANIN M BBICYIIMBAJIH C TOJy4YSeHUEM yKa3aHHOTO B Ha3BaHMM coexnHenus (8,1 r, 91% BbIxon)
B BUJIE kenroro teepmaoro BemectBa. MC (MDP): macca, paccunrannas s CpHisN;04S, 417,08; m/z no pe-
3ynpTaram anammsa: 418,0 [M+H]".

[Mpomexyrounoe coenuuenue 2: 4-okco-5-(4-penHoxcudenun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaane-

HaTHIICH-2-KapOOHOBAs KHUCIIOTA.
O.
SRt
N NH

= ) N\
NTS O

Cramus A. 1-Hutpo-4-denokcnben3oi. Yka3aHHOe B HA3BAaHUH COCTUHEHHE TOydal CIIoCOOOM, aHaJo-
TUYHBIM CITOCO0Y TIPOMEXKYTOYHOTO coennHeHus 1, ctaaust A, ¢ mpumeHeHueM 4-propauTpoben3ona u (heHosa
Y C MCIIOJIb30BaHMEM KapOOHATa HATPHUS BMECTO KapOOHATa KaJIvsl.

Cragusa B. 4-®eHoxkcnaHWINH. YKa3aHHOE B HA3BAHWU COCIOMHEHHUE TONYYaIH CIIOCOO0M, aHAIOTUYHBIM
CIoco0y MPOMEXYTOYHOTO coeanHenus 16, ctanus B ¢ mpuMmenennem 1-HuTpo-4-peHokcubensona. B amptep-
HATUBHOM CITOCOO€ yKa3aHHOE B HA3BaHHWHM coeMHeHue nmoaydanu ¢ npumenenuem Pt/C, 8 THF, npu 50 atm. H,.

Cramust C. 4-oxco-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapooHoBas
KUCJIOTa. YKa3aHHOE B HAa3BaHUM COCAMHEHHUE IOJYYaH CHOCOOOM, aHAJOTUYHBIM CIIOCO0Y MPOMEXYTOUHOTO
coenunenus 1, craqun C-F ¢ npumenennem 4-deHokcnaHmimHa u 2-xyop-4-HoanupuanH-3-kapOoHUTpHIiIa Ha
cramuun C. MC (UDP): macca, paccunrannas mis C, H3N30,4S, 403,41; m/z mo pesymeratam anHanuza: 404,0
[M+H]". 'H SIMP (400 MI'n, IMCO-d): & 10,07 (br. s., 1H), 8,38 (d, J=5,2 ', 1H), 7,51-7,42 (m, 4H), 7,26-
7,11 (m, 5H), 6,11 (d, J=5,2 'y, 1H).

[Mpomexyrounoe coenunenne 3: 5-(2-¢prop-6-mermi-4-hpeHokcudenmn)-4-okco-4,5-murnapo-3H-1-Tna-
3,5, 8-TpuazaaneHadTrieH-2-KapOOHOBasT KHCIIOTA.

0 F
O s
\@NJLNH

N

Cramus A. 4-bpom-2-pTop-6-MeTrnaHwimH. B KpyriogoHHy0 koia0y mobaBisuiu 2-GTop-6-MeTHIaHWITAH
(7 r, 56 mmonb) u 6e3BonHbIit DMF (100 mur). PeaknmoHHy0 cMeECh OXJTaXKIaIH HA JISITHOW OaHe, MoMeInaii B
atMocdepy azota u oopadateiBasin N-OpomcykimmarMEIOM (10 T, 56 MMons). ObecnieunBalii HarpeBaHUE peak-
UM JI0 K. T. ¥ TIEpPEMEIINBAIIN IIPH K. T. B TedeHne 10 muH. PeaknmoHHyI0 cMech BEUIMBAIN B BOJHBIN PacTBOP
Ha OCHOBE Pa30aBJICHHOT'O COJIEBOI'O pacTBopa M dKcTparupoBann EtOAc. OObenquHEHHbIE OpraHMYecKHe JKC-
TPaKThl IPOMBIBANN pa30aBiIeHHBIM coJieBbIM pacTBopoM (3X), BeicymmBanmu (MgSO,), ¢uiabrpoBann yepes
MOAYIIKY M3 KpeMHe3eMa W KOHIEHTPUPOBaIH jgocyxa. OCTaTOK OYMINANM C MOMOIIBIO KOJIOHOYHOW (rer-
XpoMaTorpaduu ¢ Mojy4eHHeM YKa3aHHOTO B Ha3BaHUHU coenuHeHus (6,84 1, 60% BBIXO) B BHJIE KEITOH HEHBI.

Cragus B. 5-(2-®rop-6-MeTnin-4-penokcnpennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-Tpnazaare-
HaTuieH-2-KapOOHOBast KHCJIOTa. YKa3aHHOE B HAa3BaHUM COEJMHEHHE MOJy4Yalld CIIOCOOOM, aHaJIOTHYHBIM
croco0y mpoMexyTodHoro coemaunenus 1, cramuu A u C-F ¢ npumenerneM 4-6pom-2-GpTop-6-MeTHIaHIITHHA
Ha ctamun A. MC (MDP): macca, paccumrannas st CyH 4FN;04S, 435,07; m/z mo pe3ynbTaTaMm aHajau3a:
436,1 [M+H]".

[Ipomexyrounoe coenuHerune 4: 2-xma0p-4-[4-(IUKIOTEKCOKCH)-2-METHITAHWINH | TUPUANH-3-KapOOHUT-
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Cramus A. 2-Xnop-4-[4-MeTOKCH-2-MeTHIaHWINH |TUpUANH-3-KapOoHuTpmI. CMmech 2-Xiop-4-ioamnu-
punuH-3-kapoorutpuna (1,7 r, 6,4 MMois), 4-MeTokcu-2-MeTrnanmwiuHa (880 mr, 6,4 Mmmois), DPEPhos [Ouc(2-
mudennndochunodenma)adupal 690 mr, 1,3 mmons), namwtaausa(ll) anerara (145 mr, 0,646 mmons) u K;PO,
(3,7 mr, 0,017 mmonp) B muokcane (20 mur) gerasmpoBayid MOJA BakyyMoM M HarpeBaim mpu 120°C B TeueHue
HouM. CMech OXJaXHamu 1O K. T., KOHUEHTPUPOBAJIHM JOCyXa W OYMINAIM C TOMOIIBIO KOJOHOYHOH diem-
XpoMatorpauu ¢ HOIyYeHHEM yKa3aHHOTO B HazBaHWu coequHenus (1,1 T, Beixox 63%) B BUIE KOPUYHEBOTO
TBEPJIOTO BEIIECTBA.

Cramust B. 2-Xnop-4-(4-ruapokcu-2-MeTHIIaHWINH ) THpUanH-3-kapoonurpui. K pactBopy 2-xmop-4-(4-
METOKCH-2-METHJIaHWINHO )TUpUAnH-3-KapooruTpmia (1,1 r, 4,0 Mmmonb) B 6e3BogaoM DCM (15 M) ocToposk-
HO 100aBisi pactBop TpuOpomuaa 6opa 8 DCM (1 M, 12 mu 3,0 3xB., 12 Mmozs) npu 0°C 1 nepeMernmBaiu
TIpH K. T. B TeueHue 4 4. Peakmuro racuin Bojoi (20 mMit), 3KCTparupoBajy STHIOBBIM 3(QUPOM U KOHIIEHTPUPO-
BaiM ocyxa. OCTaTOK OYHIAIN C TOMOIIBIO KOJOHOYHOH (uren-xpomMaTorpaduil ¢ NOIyICHHEM yKa3aHHOTO B
Ha3BaHnu coequaeHus (900 Mr, 8 6% BBIX0M) B BUIE KEITOTO TBEPIOTO BEIIECTBA.

Cramus C. 2-Xnop-4-[4-(IUKIOTEKCOKCH)-2 -MeTHIIAHWIIVH [TUpUANH-3-KapOooruTpmi. K cmecu 2-xmop-4-
(4-runpoKcu-2-MeTHIAHIIINHO )ITUpUANH-3-kapooruTpmwia (1,0 r, 3,9 mMoinp), nuknorekcanona (1,16 r, 11,6
mmons) 1 PPh; (1,5 1, 5,7 Mmons) B THF (20 mur) mpu 0°C mo6asisiin DIAD (1,17 1, 5,79 mMons). Cmecs miepe-
MEIIMBAIM TP KOMHATHOW TeMIiepatype B TedyeHne Houn. CMech KOHIIEHTPUPOBAIN 0CYXa W OYHINAINA OCTa-
TOK C IOMOIIBIO KOJIOHOYHOH (rem-xpoMaTorpaduu ¢ mogydeHHeM yKa3aHHOTO B Ha3zBaHWHU coeanHeHus (400
mr, Beixoa 30%) B Bume xenroro TBepaoro eemectBa. MC (MDP): macca, paccunrannas mus CioHyoCIN3O,
341,13; m/z no pesynbTaTam aHamusa: 342 [M+H]".

[TpomexyrouHoe coequueHne 5: 5-(4-(UMKIOTeKCHOPKCH)-2-MeTHadenun)-4-okco-4,5-muruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOOHOBas KHCIIOTA.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE MOJyYall CIOCOOO0M, aHAJOTMYHBIM CIIOCO0Y MPOMEXKYTOUHOIO CO-
equaenns 1, cragum D-F ¢ npumenenmem 2-xmop-4-[4-(IUKIOTEKCOKCH)-2-METHITAHUINHO |TUPHTAH-3 -
KapOoHUTpHIIa (MPOMEXKYTOUHOE coeauHeHne 4, mponykT craguu D) ma ctaauu D. MC (MOP): macca, paccun-
tanHas ms Cy,H, N304S, 423,13; m/z o pe3ynpTaTam anamusa: 424,1 [M+H]+.

[Mpomexyrounoe coemunenne 6: 5-(2-prop-4-dpeHokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHIeH-2-KapOOHOBAS KHCIIOTA.

N” “NH
» I N PH
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Cramust A. 2-@rop-1-autpo-4-henokcudbenson. PactBop enmndoponosoii kucnotsl (1 1, 8,2 MMois), 3-
¢drop-4-autpodenona (2,6 r, 16,5 mmonn), meau (II) amerara (1,9 r, 10,5 Mmons), Tpumetminamuna (2,5 r, 24,7
MMOJIB), MOJIEKYJSIpHBIX cuT B DCM (50 mur) mepememmBaiy IpH K. T. B TedeHue 16 4. PeakunoHHyIo cMech
buIbTpOBANM W KOHIEHTpUpOBAIM Tipu MoHMKkeHHOM maBieHu. Ouuctka (FCC, SiO,, meTtponerinsiii ddup:
stmnanerat=100:1-50:11) ¢ nmoxydennem ykazaHHOTO B Ha3BaHWU coenuHeHus (400 mr, 21%).

Cramus  B. 5-(2-®top-4-denokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadTieH-2-
KapOOHOBas KHCIOTa. YKa3aHHOE B HA3BaHWH COCAMHEHHE IOJIYYasld CIIOCOOO0M, aHAJIOTHYHBIM ONMCAaHHOMY B
MIPOMEXYTOUYHOM coeauHeHnu 25, ctaauu B-C ¢ nmpumenenneM 2-¢top-1-HuTpo-4-heHoKcuOeH30a Ha CTaIuu
B. MC (U2P): macca, paccunrannas aist C H,FN3;04S, 421,05; m/z o pe3ynbratam anammza: 422,1 [M+H]+.

IIpomexxyrounoe coemuuenue 7: S-(4-m3omponokcudenmn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuasa-
arieHa() TUIICH-2-KapOOHOBasl KUCIIOTA.
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Cragus A. 1-M3ompomnokcu-4-HUTPOOCH301. YKa3aHHOE B HA3BaHUM COCIUHCHHE TMOIYYald CIIOCOOOM,
AHAJIOTUYHBIM CIIOCO0Y TPOMEXYTOYHOTO COSMHEHUS 1, cTamus A ¢ IpUMEHEHHUEM 3-MeTHI-4-HUTPOEHONIA U
2-HoATpoIiaHa.

Cramqus B. 5-(4-Uzompomnokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrreH-2-
KapOOHOBas KHCIIOTa. YKa3aHHOE B HA3BaHWH COCAMHEHHE IOJMYYalld CIIOCOOOM, aHAJIOTHYHBIM ONMCAaHHOMY B
MIPOMEXYTOYHOM coefrHeHnun 25, cragun B-C ¢ mpuMeHeHneM |-n30mponokcu-4-HUTpoOeH301a Ha cTaauu B.
MC (MDP): Macca, paccunransas i CigH;sFN;0,S, 369,08; m/z o pe3ymbrataM aHanmsa: 370,3 [M+H] .

[Ipomexxyrounoe coeauaenne 8: 5-(2-metni-4-peHokcudenn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-
TpuasaarneHa(THIeH-2-KapOOHWIXJIOPHI.

K pactBopy 5-(2-metnn-4-penokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadrieH-2-
KapOOHOBOW KHCIOTHI (poMexyTodHoe coenuHerue 1, 500 mr, 1,20 mmoins) B 06e3BogroM DCM (20 mu) mmo-
GaBisu 2-karmn DMF m oxnaknamu mo 0°C. 3atem MemieHHO mo00aBisuii okcanuiamuxiopun (760 mr, 6,0
MMOJIb) U repememmBany ero nmpu 40°C B TeueHne HOYH. PeakmoHHyI0 cMeCh KOHIIEHTPHPOBAIN JTOCYyXa C TO-
JYyYCHHUEM YKa3aHHOTO B Ha3BaHHU coequHEHUs (260 Mr), KOTOpoe MPUMCHSIIH Ha CICAYIOUICH cTaauu 0e3 o4n-
CTKH.

[Mpomexyrounoe coeamHenue 9: 4-oxco-5-(4-penokcudennn)-4,5-guruapo-3H-1-rua-3,5,8-rpuasza-

anieHad THIIeH-2-KapOOHUITXJIOPH L.
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B 200-m51 kpyrimooHHYI0 KOJIOY C MarHUTHBIM MEIIAJbHUKOM JT00aBISUIH 4-0KCO-5-(4-(heHokcndennn)-
4,5-nmurunpo-3H-1-tna-3,5,8-TprazaaneHad riiieH-2-kapOOHOBYIO KHCIIOTY (IIPOMEXYTOUYHOE COCAMHEHHE 2,
3,91, 9,7 mmonb) u THOHMITXIOpUA (50 M1, 680 MMois) 1 HarpeBasi Ha 90°C mecouHoi 6aHe ¢ 0OpaTHBIM XO-
JoAMIEHUKOM B TedeHne 90 muH. PeakiioHHyI0 cMech KOHIEHTpHpoBaiu aocyxa. JJobasmsmn DCM (75 mi) n
PCaKIMOHHYIO CMECh KOHIIEHTPHPOBAIN J0cyXa (MOBTOPSUIM JBaXKABI) C IOJydeHHEM yKa3aHHOTO B Ha3BaHHUH
coenuHeHUs B Buae ucxonuoro pactsopa B THF (0,1 M, 100 mi1), KOTOpEIi nMpuMeHsUTH 03 JOMOJHUTETHbHON
OUHCTKH.

IIpomexyrounoe coeauaenne 10: 4-oxco-5-(6-heHokcunupunuu-3-mn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHaQTHIEeH-2-KapOOHWIXIOPHIA.
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VYka3aHHOE B Ha3BaHUM COCAMHEHHUE ITOJYYalM CHOCOOOM, aHAJOTMYHBIM CIIOCO0Y MPOMEXYTOUHOTO CO-
eauHeHNs 9, ¢ MpUMeHeHUEM 4-0Kc0-5-(6-heHoKcupuanH-3-1mi)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanecnad-
THJICH-2-KapOOHOBOI KHCIIOTHI (TIPOMEKYTOUYHOE CoeTMHEHHE 28).

IIpomexxyrounoe coeauueHue 11: 5-(4-3tmn-2-metundenn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-tpuasa-
arieHa() THIICH-2-KapOOHOBast KUCIIOTA.

Cl
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Cramus A. 4-Otwn-2-metwnanannud. K pactBopy 4-6pom-2-metmmannnuna (1,86 r, 10,0 mmons), CS,CO5
(9,77 r, 30,0 mmoms) u Pd(dppf)Cl, (146 mr, 0,200 mmoits) B cocyne IlInenka B atmocdepe N, mobaBnsiim cyxoi
THF (30 mi). K mepememmBaemoii cycriensnn nobasisuti TpudTmioopad (30 mi, 1 M pactBop B THF, 30
MMOJIb) OJHOH MOpIHEH U CMeCh HarpeBaJId ¢ OOPaTHBIM XOJOJMILHUKOM B TeUCHHE 5 4. Peaknuio oximaxaann
1o 0°C u racwu myteM nobasierus 10% Bogroro NaOH u 30% Bomuoro H,O,. Ilocne mepememnBanus B Te-
genue 30 MUH MpH K. T. cMech dkcTparupoBasi EtOAc, 00beTMHEHHBIH OPTaHUIEeCKUI CITOH MPOMBIBAJIH TTOCJIe-
noBaTenbHO BOMHBIM FeSO, M CONeBBIM pacTBOPOM, BBICYIIMBANU Haa 0e3BoAHBIM Na,SO, (uiabTpoBaH U
KOHIICHTPUPOBAIX Aocyxa. OCTaTOK OYHIAIN OCPEACTBOM KOJIOHOYHOU (I3II-XpoMaTorpaduul ¢ MoTydYeHHEM
YKa3aHHOTO B 3aroJIOBKE COCIMHEHUs B Buie Oenoro TBepaoro Bemectsa (1,1 T, Beixon 83%). MC (UDP): mac-
ca, paccunrannas 1 CoHi3N, 135,21; m/z mo pe3ynbpraram ananmsa: 136,2 [M+H]".

Craaus B. 5-(4-Ortun-2-metnndennn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadpTuiaen-2-
KapOOHOBas KHCJIOTA. YKa3aHHOC B HA3BAHHWU COCTUHCHUE MOJYYald CIOCOOOM, aHAJIOTHYHBIM MPOMEKYTOY-
HOMy coefguHeHuto 1, craguum C-F, ¢ npumeHeHueM 4-3TUi-2-MeTHIAHWINHA U 2-XJI0p-4-HOANUPUINH-3-
kapoonutpmia Ha craguu C. MC (MDP): macca, paccuntannas 1t CigH sN3O3S, 353,08; m/z mo pesynbratam
aHammsa: 353,9 [M+H]'.

[Ipomexxyrounoe coemuHenue 12: 5-(2-metmn-4-((trerparuapo-2H-nmupan-4-un)okcn)hennn)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tpruazaanenad TnieH-2-kapOOHOBAsT KUCIIOTA.
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Cramus A. Terparuaponupan-4-un MeraHcyiabpoHar. PactBop Terparuaponupan-4-ona (2,0 r, 20 MMoib)
n aumsonpormmtuiaamuHa (3,00 1, 23,5 mmons) B DCM (20 mur) oxmaxkaanu g0 0°C 1 1o KarisM T00aBIsLTd
MeTaHcyIbQoHmT xsopun (2,50 T, 21,5 MMOIIb) M epeMeIInBaly MpH K. T. B TedeHue 2 4. CMech KOHIEHTPHUPO-
BJIM JI0CyXa C TOJIy4YeHHEeM YKa3aHHOTO B Ha3BaHMU coeanHeHus (3,72 mr, 100% BbIX0ox), KOTOpOE NPUMEHSITH
Ha CJIEAYIONEH CTaAny HETOCPEACTBEHHO.

Cramus  B.  5-(2-Metun-4-((terparunpo-2H-nupan-4-wmn)oxcu ) pernn)-4-okco-4,5-murunpo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapOoHOBass KUCJIOTa. YKa3aHHOE B Ha3BaHWM COCIUHEHHUE TOIYJalld CIOCOOOM,
aHAJIOTUYHBIM CIIOCO0Y MOIYYIEHHUs IPOMEKYTOTHOTO coequHeHus 1, ctagun A-F ¢ mpumMeHeHneM TeTporuapo-
nupan-4-un Metacyibponata u 3-mMetwin-4-autpodenona uHa craguun A. MC (MDP): macca, paccuntaHHas s
C,1H9FN;058S, 425,10; m/z mo pe3ynpratam aHanusa: 426, 1 [M+H]".

[Mpomexyrounoe coexunenue 13: 5-(4-meTmin-2-heHOKCHUNUPUMHUINH-S5-11T)-4-0KCc0-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoHOBas KUCIIOTA.
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Cramus A. 4-Metni-2-QpeHOKCUITIPUMUARH-5-aMuH. CMech 2-XJT0p-4-MeTHIIMMUPUMUINH-5-amMuHa (4,96 T,
34,55 mmonn), dhenona (4,35 1, 4 6,22 mmons), Cul (1,35 1, 7,09 mmons), N,N-mumetmnrmunuaa (747 mr, 7,24
MMoutb) B nuokcane (40 ) u Cs,COs (17,13 1, 52,58 MMoitb) nerasupoBanu 1 HarpeBaiau npu 90°C B atmocde-
pe N, B TeueHue 3 mHEH. 3aTeM peakIMOHHYIO CMECh OXJIAXKIAIU JJO KOMHATHOW TEMIEpaTyphl, pa30aBsuId BO-
noit (100 mur) 1 skctparupoBamu ¢ momonipio EtOAc (2x200 min). O6beTMHEHHBIE OPTAaHMYECKHUE CIIOW CYIITHIIH
Hajx Oe3BomHBIM Na,S,04, GUIBTPOBAIM W KOHIICHTPUPOBAIK IO CyXOro ocraTtka. OCTaTOK OYMINAIU C TIOMO-
B0 KOJIOHOYHOH (urem-xpomaTtorpaduu ¢ norydyeHneM yKa3aHHOTO B Ha3BaHuM coenuHenus (40,07 T, BeIxox
57,64%) B Buge 6emoro TBepaoro BemectBa. MC (MDP): macca, paccuurannas mis Ci1H N3O, 201,2; m/z mo
pesynbTatam aHammsa: 202,1 [M+H]".

Cramus B. 5-(4-Metun-2-deHoKCHITUpUMHUIUH-5-111)-4-0Kkc0-4,5-nturuapo-3H-1-tua-3,5,8-rpnasaanenad-
THJICH-2-KapOOHOBasI KHCIIOTA.

VYkazaHHOE B Ha3BaHUHM COCOMHEHHUE IMOJTyJalld CIIOCOO0M, aHAJIOTHYHBIM IPOMEXYTOYHOMY COSAUHCHHIO
1, cramuu C-F, ¢ mnpumeHeHueMm 4-MeTHI-2-QEHOKCUTTMPUMUINH-5-aMHUHA U 2-XJ0p-4-HoamupuInH-3-
kapoonutpmia Ha craguu C. MC (MDP): macca, paccuntannast 1t CyoH 3Ns504S, 419,07; m/z mo pesynbratam
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anammsa: 419,9 [M+H]".
[Mpomexyrounoe coenunenue 14: 4-okco-5-(5-penokcunupumunun-2-mn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBAs KUCIIOTA.

O
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VYka3aHHOE B Ha3BaHUU COEJMHEHUE MOJYYad COCOOOM, aHAIOTHYHBIM OTIMCAHHOMY B TIPOMEXYTOYHOM
coenvHeHUH 13 ¢ mpuMeHeHneM S5-OpoMonMpuMHUANH-2-aMuHa 1 GeHoma Ha ctanun A. MC (MBP): macca, pac-
cunranHas s CoH 1 FNsO,4S, 405,05; m/z o pesynpratam ananmza: 406,0 [M+H]+.

[Ipomexyrounoe coequnenue 15: 5-(2-meTmn-4-(mupuMuuH -2-unokcn)hennin)-4-okco-4,5-quruapo-3H-
1-tna-3,5,8-rpuazaaneHad TuIeH-2-KapOOHOBAs KUCIIOTA.
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Cramust A. 2-(3-Merun-4-antpodenokcn)nupumuant. PactBop 3-metmn-4-autpodenon (3 1, 19,5
MMOJIB), 2-xnopmupumuanHa (2,2 t, 19,5 mmomns), Cu (12 5 mr, 1,9 mmons), K,CO;3 (5,4 1, 3 9,1 MMmons) B
DMSO (20 mi) nepememmsany npu 90°C B Teuenue 24 4. /106aBisiay Boly U TOJyYEHHBIH 0Ca 0K (HIBTPOBa-
JIM C TIONyYCHNEM YKa3aHHOTO B HA3BaHWHU COCIWHEHHS B BHJIE JKEJITOTO TBEPIOTO BEMIECTBA, KOTOPOE MPUMEHSI-
JIM HEOUYMIIICHHBIM €3 TOTIOHUTEFHON OYHCTKH.

Cramus B. 2-MeTtnn-4-(mupuMuInH-2-WIOKCH)aHWIMH PactBopsimn 2-(3-MeTmin-4-HUTpO()EHOKCH ) TUpH-
muauH (co ctanuu A) B MeOH (150 mu). Jlo6aBnsum Pd/C (2 T) 1 peakiimoHHYIO0 cMeCh ITepeMeInBaIil B aTMO-
coepe H, B Teuenne 16 u. [TomydeHHyro cMech QIIBTPOBAIN ¥ KOHIEHTPHUPOBAIHN MIPH MTOHIKECHHOM JaBICHUN
C TIOJIyYCHHEM YKa3aHHOTO B HAa3BaHWHW COCIMHEHHS B BHJE OJIETHO-KENITOrO TBeproro BemecTsa (2,8 T, 71% B
xoJi¢ 2 cTaanii).

Cramus  C.  5-(2-Mertwin-4-nupuMuauH-2-1iokcn)pennn)-4-okco-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
arieHa() THIICH-2-KapOOHOBasT KUCIIOTa. YKa3aHHOC B HA3BAHWUU COCJIMHCHUC TIOIYYaH CIIOCOOOM, aHAJIOTHYHBIM
cnoco0y MoIyueHUs MPOMEKYTOUHOTO coequuenus 1, craquu C-F, ¢ npuMmeHnenneM 2-meTrin-4-(TTUPUMHUTITH-2-
wiokcH)anunuHa Ha craauu C. MC (UDP): macca, paccuntannas st CyyH13NsO4S, 419,07; m/z mo pe3ynbTa-
Tam ananm3a: 420,1 [M+H]".

[Ipomexxyrounoe coemuHeHue 16: 5-(2-m3onmponuamupuauH-4-mi)-4-okco-4,5-nmurunpo-3H-1-tua-3,5,8-
TpHuazaarneHaQTHIeH-2-KapOOHOBas KUCIIOTA.
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Cramust A. 4-Hutpo-2-(mpon-1-en-2-un)nupuausa. PactBop 2-xmop-4-uurpormpuanHa (2,50 r, 15,8
MMoJIb), 4,4,5,5-TeTpameTiii-2-(nipon-1-eH-2-mn)-1,3,2-mnoxcadboponana (3,557 mu, 18,92 mmons), Pd(dppf)Cl,
(0,643 1, 0,788 mmonn) u K,CO5 (3,27 1, 23,7 mmons) B nuokcane (40 mu) u H,O (10 M) mepeMemmBany npu
80°C B TeueHue HouM. Peaknuio KOHLEHTPUPOBAIM JOCYXa U OCTATOK OYHMIIANM C MOMOIIbIO KOJOHOYHOM
(nem-xpomarorpaduu ¢ MOIyYCHHEM YKa3aHHOTO B Ha3BaHWM coeawHeHUs (2,2 T, BeIxon 85%). MC (UJP):
Macca, paccuntanHas mist CsHgN,O,, 164,16; m/z o pe3ynprartam aHanmsa: 165,1 [M+H]+.

Cramus B. 2-Wzonpormunmupunua-4-amud. K pactBopy 4-Hutpo-2-(mpon-1-eH-2-wn) nupuanHa (2,2 T,
13,4 mmoms) B MeOH (50 mur) no6asmsumm 10% Pd/C (200 mr). Peakunonnyro cMeck nepeMemuBany mpu 1 atm.
B atMocepe H, B Teuenue 18 4. Peakmmonnyro cMech ¢puiabTpoBas uepes cioii Celite® u KOHIEHTPUPOBATH
NP TOHM)KEHHOM JIaBJIEHHUH C MOJTYYEHHEM YKa3aHHOTO B Ha3BaHuM coeaunenus (1,8 r, 99,8%).

Cramus C. 5-(2-Mzonponwmnmupunus-4-mn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadptuinen-2-
KapOOHOBasi KUCIOTA. YKa3aHHOE B Ha3BaHWU COEIMHEHUE IMOJYYald CHOCOOOM, aHAJOTMYHBIM MPOMEXKYTOU-
HOMy coeamHenuro 1, cragun C-F ¢ nmpumMenenunem 2-msonpomwinupuaua-4-amuna Ha cragun C. MC (MDP):
Macca, paccuntannas st C7H4N405S, 354,08; m/z mo pe3ynbratam anamm3za: 355,0 [M+H]".

[Mpomexyrounoe coemunenue 17: 5-(4-usonpomnmn-2-merundenun)-4-oxco-4,5-nuruapo-3H-1-Tua-3,5,8-
TpHazaarneHaQTHIeH-2-KapOOHOBAs KUCIIOTA.
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Cramus A. 4-Uzonpomnun-2-metun-aauinud K pactBopy 4-tion-2-mermnannnuna (4,0 t, 17 mmons) u Pd
(dppf),Cl, (14 0 mr, 0,17 mmons) B THF (50 M) mo6aBnsin uzonponmiMarauil xmopun (25,5 v, 51,0 MMoib)
npu -78°C ¥ IPOBOIIITN PEAKIIUIO C OOPATHBIM XOJIOMIFHUKOM B Te4ueHHUE 4 4. Peakiuio raciiim HachIIICHHBIM
pactBopom NH,CI, skctparupoBasim EtOAc, BeicymmBamu Han 6e3BogabiM Na,SO4, GUIBTPOBaTN M KOHIICH-
TpupoBaiH rocyxa. OCTaTOK OYHIIAIN MOCPEICTBOM KOJOHOYHOH (idmI-XxpoMaTorpaduu ¢ MOTydeHHEM yKa-
3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUIEC KOPHIHEBOTO TBEpAOTO BemecTsa (320 mr).

Cranust B. 5-(4-Uzonponun -2-metnindenmn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-rpuasaanenadpuien-2-
KapOOHOBas KHCJOTAa. YKa3aHHOE B Ha3BAHWH COCAMHCHHUE MOJIYYaTH CIOCOOOM, aHAJTOTHYHBIM CIOCO0Y MOTy-
YeHUs IPOMEXKYTOUHOTO coenuHenus 1, craguu C-F, ¢ npuMenenreM 4-u30mponui-2-MeTUIaHWINHA U 2-XJI0p-
4-tionnupuanH-3-kapOoHuTpuia Ha craguu C.

[Mpomexyrounoe coenunenue 18: 5-(6-n300yTHI-4-MeTHNIIUPUANH-3-11)-4-0Kkc0-4,5-muruapo-3H-1-Tua-
3,5,8-Tpuazaanenad TuineH-2-kapOoOHOBAsI KUCIIOTA.
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Cramus A. 6-1300yTmin-4-metunnupuauH-3-aMut. B 200-M71 kpyriiooHHyI0 K00y n106aBisitu 6-6poM-4-
MEeTWIMHPUANH-3-aMuH (5,42 1, 29,0 Mmmons) 1 komruieke 1,1'-6uc(mudennndocduno)depponen-namtaaus (I1)
nmuxiopuna ¢ guxiaopmeranoM (520 mr, 0,631 mmons). Cocyl BAKYyMHUPOBAIH U 3aT€M 3aIlOJIHSIIN a30ToM. Jlo-
6asismn THF (20 mu), 3atem m3o0ytunmuaka (1) 6pomuz (0,5 M B THF, 80 mur, 40 MMois) IyTeM mepeMenin-
BaHME, 3aTEM PEaKIMOHHYIO0 cMech HarpeBanu a0 60°C B TeueHue 2 4. PeakumoHHyto cMech 00pabaThIBaiN Ha-
CBIIICHHBIM BOJIHBIM pacTBopoM OmkapOoHara HaTpus (300 M) u sxctparupoBanu EtOAc (2 x 300 mi). O0be-
JMMHEHHBIE OpraHudeckue ciou BeicymuBain (MgSO,), KOHIICHTPUPOBAIH O] BAKYYMOM U OCTATOK OYHIIANIN C
nomomsio FCC (SiO,, 40-80% EtOAc/rexcansl) ¢ morydeHHEM yKa3aHHOTO B Ha3BaHWM coefuHeHus (3,646 T,
77% BBIXOM) B BUJIE KOPUIHEBOTO TBEPAOTO BEIIECTBA.

Cragus B. Mertui-3-amuH0-4-((6-1300yTHI-4-METHIIPUANH-3-1J1)aMUHO ) THEHO [ 2,3 -b Jiupuaun-2-Kkap-
Ookcmitat. B kpyriononHyro kondy B atMochepe N, mobGaBisumu 6-u300yTmi-4-MeTHANpUAnH-3-amMuH (53,5 T,
326 mMoub), 2-xnop-4-iioanupuaun-3-kapoonurpun (94,8 r, 358 mmons) u auokcan (1000 mi), 3arem Guc(2-
mudennndochunopennn)apup (DPEphos) (10,5 r, 19,5 mmons), PA(OAc), (2,92 1, 13,0 mmons) u Cs,CO; (2 65
r, 814 mmoinb). Peakmuonnyio cmech mepememmBanud npu 105°C B Tedenme 3 4. [loGaBisuim meTwi-2-
MepkanToaneraT (51,9 r, 489 MMonb) u peakiuio nepememyBany npu 105°C B Tedenne HOUM. PeakmmoHHYIO
cMmech uibTpoBany M KoHHeHTpupoBamu. OcraTok cycnenaupoBad B MeOH (400 mi) u mepememmBaiy B
TeUeHHe 2 4 IpU KOMHATHOW TeMIieparype. Brinasiee B 0caJjok TBEpI0€ BEIIECTBO H30JUPOBAIN IIOCPEICTBOM
(uIbTpaIMK M CYIIWIN O]l BAKYyMOM C 0Opa3oBaHMEM COEAMHEHUs, yKa3aHHOTO B Ha3BaHuM (75,3 T, BBIXOJ
62%) B BHZE KEITOTO TBEPAOTO BEIECTBRA.

Cramus C. Metun 5-(6-u300yTHI-4-MeTWIIIUPUANH-3-11)-4-0kc0-4,5-quruapo-3H-1-tua-3,5,8-tpuasza-
areHaTIIICH-2-KapOokcmwiaT. B KkpyrimomoHHyto KojOy  mo0aBisuii  MeTHiI-3-aMuHO-4-((6-u300yTHII-4-
METWIITHPHUIAH-3 -1 )aMHHO ) THEeHO [ 2,3-b [mupuanH-2-kapookcmnat (30,0 T, 81 MMOb), KapOOHMIITUUMHUIA30IT
(CDI, 39,4 1, 243 mMmoutb), TpudTHAIaMUH (24,6 T, 243 MMoin) u 1,4-guokcan (300 mi). PeaknmonHyro cMech
nepememuBanu npu 100°C B Teuenue 6 4., nocne uero oxnaxaamu a0 50°C. Breinasiiee B 0caJok TBEpAOE Be-
mecTBo cobpanu QunsTparmeit, mpomsun MeOH u BBRICYMIHIN 1O BaKyyMOM, ITOIY9UB HCKOMOE COCITMHEHNE
(27 1, 84%) B BuzEe cepoBaTO-0EIOT0 TBEPIOTO BELIECTRA.

Cramust D. 5-(6-U300yTuin-4-metnnnupunus-3-mn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenad-
THIICH-2-KapOOHOBast Kuciora. B kpyriononnyto koily no6aBmsiim MeTwil 5-(6-n300yTHI-4-MEeTHIITUPUIUH-3-
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcmnar (68,0 r, 172 MMoub), THAPOKCHA
mutus (36,0 T, 858 mmonb) u cmech 5:2:2 THF:MeOH:H,0O (4 1). Peakimonnyio cMech nepeMeluBaid npu
80°C B teuenue 4,5 4. CMech KOHIICGHTPUPOBATH Jocyxa U pazbasnsim H,O. PacTBOp OKHCISIIM MTOCPEICTBOM
nob6asnenust 1 M HCI, a nmonmyunBmmiics B pe3yiabraTe U 0caJoK (QHIBTPOBAIN M BBICYIIMBAIN C MOJTYYCHHEM
yKa3aHHOTO B Ha3BaHWM coeamnHeHMs (63 T, BBIXox 96%) B BHIe xenToro TBepaoro BemectBa. MC (M3P): mac-
ca, paccunranHas ais Cp,H sN;0,4S, 417,08; m/z o pe3ynbratam ananmsa: 418,0 [M+H]+.
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Ipomexyrounoe coemuuenue 19: 5-([1,1'-0udennn]-3-mn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuasa-

arnieHad THIIeH-2-KapOOHOBAs KHCIIOTA.
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Cramus A. 3-®enmnanmnun K pactBopy ¢pennnboponoBoit kucnotsr (12,19 T, 100 mmons) 8 MeOH (150
MIT) TocieAoBaTebHO n00aBmsum Na,CO; (21,2 1, 200 mmobp) u 3-6pomanmius (17,2 T, 100 mmoins). K cyc-
nen3nu podasmsum Pd(OAc), (562 mr, 2,50 MMOJb) M peaknMi0 HarpeBaitu ¢ oOpaTHBIM XOJOAMJIBHHKOM JO
o0pazoBanus 4epHOW cycrneH3un. CyCHeH3UI0 OXJIaXIalld 10 KOMHATHON TemIepaTtypsbl, pasbasisin MeOH u
YepHBIH OCaNOK yHasuIh myTeM (ripTpannu. OUIbTpaT KOHIEHTPHUPOBAIH I0CYXa M OCTaTOK ITOTJIOIIAIHN B
Boge 1 DCM. Oprannueckyio ¢a3y codbupanu, BeICymuBaiu Haa 6e3BoaHbM Na,CO3; U KOHIIEHTPUPOBAIH J0-
CyxXa ¢ OJTy49eHHEeM YKa3aHHOTO B Ha3BaHWHU COSIWHEHMS B BUe KopuaHeBoro macina (18,37 r, 100,0% Brxox).
Cramus B. 5-([1,1'-budennn]-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenad raneH-2-kapOboHo-
Bas KHCJIOTAa. YKa3aHHOE B Ha3BaHUHM COCIMHEHHE MOIYJallll CIIOCOO0M, aHAJIOTWYHBIM CIIOCO0Y MOIY4YCHHS
nmpoMexyTtodnoro coemudenust 1, cramun C-F ¢ mpumenenneM 3-penunmaHwimHa U 2-XJIop-4-HOMMAPUIAH-3-
kapOonutpuia Ha craguu C. MC (UDP): macca, paccunrannas st Cy Hi3N;03S, 387,07; m/z mo pesynpratam
anammsa: 388,1 [M+H]".
[Mpomexyrounoe coenunenune 20: 4-okco-5-(2-penwnmmupunun-4-un)-4,5-muruapo-3H-1-tna-3,5,8-pu-
azaaneHaTHICH-2-KapOOHOBAsI KUCIIOTA.
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Cramust A. 2-Oennnnupunni-4-amus. CMmeck 4-xnoprnupuanH-2-amuH (64 1, 498 MMons), GpennnbopoHo-
Bo# kucnotel (61 T, 500 mmons), Na,CO; (159 r, 1,5 mons), Pd(PPh;), (6,4 ) 8 H,O/EtOH/Tomyoun (500 mur)
HarpeBaiu 10 90°C B 3akpbIToOM cocyzae B TedeHHe 14 4. HeouwnmeHHy0 cMech OXJakaand, GpuiIbTpoBaau u
KOHIICHTPUPOBAIH Mpu NoHmwkeHHOM nasieHun. Ouuctka (FCC, SiO,, PE:EtOAc (100:1) mo3Bosisiyia HOTYYHTh
yKa3aHHOE B Ha3BaHUU coenuHeHue (64 r, 75%).

Cramus B. 4-Okco-5-(2-bennnmupuana-4-un)-4,5-nquruapo-3H-1-tua-3,5,8-rpuazaaneHad trieH-2-kap6o-
KcaMHUIHas KUCJIOTa. YKa3aHHOE B HA3BAHWW COSAMHEHHE TOJyJalld CIIOCOOOM, aHAJOTHYHBIM CIIOCO0Y MOJy-
YeHUS MTPOMEXYTOUHOTO coeauHeHus 1, ctaguu C-F ¢ nmpumeHeHneM 2-GeHWIMUpUANH-4-aMuHA U 2-XJI0p-4-
HonmupuanH-3-kapoonutpmia Ha craguu C. MC (MOP): macca, paccuntanHas miust CyoH,N,O03S, 388,06; m/z
10 pe3ynbTaTaM aHanu3a: 388,8 [M+H]".

[Ipomexyrounoe coemaunenne 21: 4-okco-5-(4-penmnmmupunun-2-wn)-4,5-muruapo-3H-1-tua-3,5,8-tpu-
azaarieHa(h) TUIICH-2-KapOOHOBAsT KUCJIOTA.
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VYkazaHHOE B HAa3BaHWM COCIAMHEHHE ITOJIydald CIIOCOOOM, aHAJOTHIHBIM CIIOCOOY MOIYYEHHUS IPOMEXKY-
TOYHOTO coenuHeHus 20, ¢ mpuMeHeHneM 4-0pOMITUPHINH-2-aMUHA BMECTO 4-XJIOPITUPHINH-2-aMUHA U C HC-
nons3oBanneM Pd (dppf) CI,CH,Cl, Bmecto Pd(PPhs), Ha cramuu A. MC (MOP): macca, paccautaHHas s
C10H2N405S, 388,06; m/z o pe3ynsTaTaM aHanmsa: 389,0 [M+H] .

[Mpomexyrounoe coenunenue 22: 4-okco-5-(5-Gpenwnmmupunus-3-un)-4,5-muruapo-3H-1-tna-3,5,8-pu-
azaaneHaTHICH-2-KapOOHOBAsK KUCIIOTA.
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VYka3aHHOE B Ha3BaHUM COCJMHEHHE MOIydYalld CIIOCOOOM aHAJIOTHYHBIM CIIOCOOY MOJYYeHHs MPOMEXY-
ToyHOrO coeanHeHus 20 ¢ MpUMEHEHHEeM S5-OpOMONHMPHMUANH-3-aMHHA BMECTO 4-XJIOpPNUPUANH-2-aMHHa Ha
CTa,I[HPI+A. MC (U3BP): macca, paccuntanHas s C,oH ,N403S, 388,06; m/z mo pesynpratam aHayimza: 388,8
[M+H]".
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IIpomexxyrounoe coequnenue 23: 4-okco-5-(6-peHummupumMuana-4-mn)-4,5-nurunpo-3H-1-tua-3,5,8-tpu-
azaarieHa() TUIICH-2-KapOOHOBAsT KUCJIOTA.
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VYkazaHHOe B Ha3BaHUH COCAWHEHHE IMOJyYalld CIIOCOOOM, aHAJOTHYHBIM CHOCO0Y MPOMEXYTOYHOTO CO-
equHenus 20, ¢ UCTIOIL30BaHUEM O-XJIOPIUPUINH-4-aMUHA BMECTO 4-XJIOPIUPUIUH-2-aMUHA B C HUCIOJIb30Ba-
auem Pd (dppf) Cl,CH,Cl, Bmecto Pd(PPhs), Ha ctagmm A. MC (MOQP): macca, paccuntannas mist CioH;N5O3S,
389,06; m/z no pe3ympTaTam aHammsa: 390,2 [M+H]".

[Ipomexyrounoe coenuHenue 24: 5-(6-MUKIO0YTOKCU-4-METHIITAPUINH-3 -11)-4-0Kc0-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOOHOBas KHCIIOTA.
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Cramus A. 2-1luxio0yTokcu-4-metuin-S-autponupuaud. K pactBopy muxiodyranona (2 r, 28,8 MMoIb),
Cs,COs (12,5 1, 38,4 mmoute) B ACN (19,2 M) noGaBisumd 1o KarsMm 2-GTop-4-MeTwI-S-HaTponupunnt (3 T,
19,2 mmomb). PeaknmmoHHyI0 cMech mepeMemunBaiy npH K. T. B tedenue 20 4. Jlo6asmsmu H,O (300 M) 1 DCM
(200 mu1) B peakIMOHHYIO cMeCh. PeaklMOHHYIO CMeCh SKCTparupoBaiu ¢ momomipio DCM. OO0benuHEeHHBIC
opranudeckue ¢pakuuu pasnensut, cymmwid (NaySO,), GUIbTpoBaM U KOHIICHTPUPOBAIU O] TOHUKEHHBIM
JlaBJIcHUEM. 3asiBICHHOE HEOYHIIEHHOE COCANHEHNE B BHJE KPACHOTO Maciia MPUMEHSUTH 0e3 JOTOJHUTEILHON
OYHCTKH.

Cramuss B. 6-LluknoOyrokcu-4-MeTHINMUpUANH-3-aMuH. HeouumeHnHslii  2-1ukino0yTokcu-4-MeTui-5-
HUTPONUPUINH CO CTaIuu A, pacTBOpsIM B 5:1 arieron/Boaa (96 muir) u aMmMoHus xsopuze (5 T') M OXJIXKIaIH Ha
nensHoN OaHe. B peakmuoHHyo cMmech mobaBmsiau Zn (12,5 r, 192 MMmoip) B Buae Kpolrek. OXJIaXIeHHYIO
cMech nepeMenuBany B TeueHre 5 MuH npu 0°C 3ateM mpu KOMHAaTHOM TeMmepaType B TeueHue 2,5 4. B peak-
IMOHHYIO cMech Ao0aBsu Mr,SOy4 (40 1) 1 EtOAc (300 M) 1 peakIimOHHYIO CMECh TIEPEMEITNBAIN B TCUSHUE
JOTIOJTHUTENBHBIX 2-3 4. Peakunonnyto cmechs ¢punbTpoBasn uepes Celite® n nosxyueHHBIE opraHudeckue (asbl
KOHIIEHTPUPOBAIX IIPY MOHIKEHHOM JABJICHUH C TOIy9YeHHEM YKa3aHHOTO B Ha3BaHWH coequaeHus (3 r, 89% B
XoJie 2 cTaaui).

Cramus C. Metun 5-(6-ukin00yTOKCH-4-MeTUIAMUPUIANH-3 -1 )-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-
TpHazaarneHapTHIeH-2-kKapOoKcHuiiaTa. Y Ka3aHHOE B Ha3BaHWU COCIMHEHHUE MOTyJIalld CII0co00M, aHAIOTUIHBIM
croco0y mpomexxyTouHoro coeauHeHus 1, cragus C ¢ IMpUMEHEHHEM O6-IMKIO0YTOKCH-4-METHIITAPUINH-3-
amuHa 1 ¢ ucnonb3oBanueMm Cs,CO; BMecto K53PO,.

Cramus  D.  5-(6-Lukno0Oyrokcu-4-MeTuanupuani-3-mn)-4-okco-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
anieHad TIIIeH-2-KapOOHOBas KMCIOTA. YKa3aHHOE B HAa3BAaHWW COEJAMHEHHE ITOJydalld CII0OCOO0M, aHAIOTHYHBIM
croco0y MONydeHus MpoMexyTouHoro coeamHeHus 1, cragmm D-F. MC (MOP): macca, paccuutanHas ais
C1oH4N,0,S, 396,09; m/z o pesynsratam aHanmsa: 397,1 [M+H]".

[Ipomexxyrounoe coenuHeHue 25: 5-(6-(IUKIOTEHTHIOKCH )-4-MeTHITUPUINH-3-11)-4-0KC0-4,5-TUTHIPO-
3H-1-tna-3,5,8-Tpuazaanenad tuneH-2-kapOOHOBAs KHCIIOTA.

C,/O e
Nx N)LNH

z l N
\N S O

Cragust A. 2-1{UKIONEHTUIOKCH-4-METUI-5-HUTPOIUPUANH. YKa3aHHOE B Ha3BaHUU COCIMHEHUE MOJIyda-
T CTIOCOOOM, aHAJIOTHYHBIM CITIOCO0Y MPOMEXYTOUYHOTO coenuHeHus 24, ctanus A ¢ mpuMmeHenneM 2-¢rop-4-
METWI-5-HUTPONUPHUINHA U IIUKJIONIEHTAHOJIA.

Cramus B. 6-1{UKIONEHTHIIOKCH-4-METHITUPUINH-3-aMUH. YKa3aHHOE B HA3BAHUU COCTUHEHUE MTOTYJIaH
CIOCOOOM  aHAJIOTHYHBIM CIOCO0Y MPOMEKYTOYHOTO coeauHeHus 16, cramus B ¢ mnpumeHeHwem 2-
[UKIIOTICHTUIIOKCH-4-METHII-5-HUTPOTTHPUANHA.

Cramqus C. 5-(6-(LInkIOTIeHTHIIOKCH ) -4 -METHIIITUPUIUH- 3 -1 )-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOHOBAs KUCIOTA. Y Ka3aHHOE B Ha3BAHWU COCIUHCHHUC MOJTyYaTHd CIIOCOOOM, aHAIlo-
THYHBIM CIOCO0Y TOJYYEHHUS MPOMEKyTouHoro coenuHenus 1, cramunm C-F ¢ mpumenenuem 6-Lluxino-
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MCHTUIOKCU-4-MeTIIIUpuanH-3-amruaa Ha craguun C. MC (MDP): macca, paccumrannas mns CyyHigN4O,4S,
410,10; m/z o pe3ynbraTam aHamusa: 411,0 [M+H]".

[Ipomexxyrounoe coeauaenne 26: 4-okco-5-(5-heHokcunupunuu-2-un)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBAs KUCIIOTA.

S e}

VYka3aHHOE B Ha3BaHUU COCIUHEHHE TOJIy4alld CIOCOOOM, aHAJOTHYHBIM CIOCO0Y TOJNYyYSHHUS IPOMEKY-
TOYHOTO COCTMHEHUS 2 5 ¢ MpUMEHEeHHEM S5-0poMo-2-HuTporupuanHa U pernona Ha ctaauu A. MC (UDP): mac-
ca, paccunranHas ais CyoH,N,0,4S, 404,06; m/z o pe3ynbTatam ananmsa: 404,7 [M+H]+.

[Ipomexyrounoe coeamaenue 27: 5-(4-MeTUn-6-QpeHOKCUTTHPUANH-3-1)-4-0Kkco-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenad TuneH-2-kapOoOHOBAsI KUCIIOTA.
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VYka3aHHOe B Ha3BaHUU COCIUHEHHE TOJIydalld CIOCOOOM, aHAJOTHUHBIM CIOCO0Y TMONYyYSHHUS] IPOMEKY-
TOYHOTO COENMHEHUs 25 ¢ mpuMeHeHueM 2-(QTop-4-MeTHII-5-HUTPOIUPUANHA HITH 2-XJIOP-4-MeTHI-5-HUTPO-
mupuauHa u ¢penona, 1 DMF wm ACN Ha craquu A. MC (MDP): macca, paccuurannas mist Cp Hi3N4O4S,
418.07; m/z o pe3yabTaTam aHanmsa: 419 [M+H]".

[Ipomexyrounoe coemuHeHue 28: 4-okco-5-(6-heHoxkcunupuaua-3-mn)-4,5-muruapo-3H-1-tna-3,5,8-Tpu-
azaarneHaTUICH-2-KapOOHOBasK KHCIIOTA.
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VYka3aHHOE B Ha3BaHWU COCIUHEHHE IOJIydJalldl CIOCO00M, aHAJOTHYHBIM CIOCO0Y MOJyUCHHUS IPOMEXKY-
TOYHOTO COCIUHEHUS 25 ¢ MPUMEHEHHEM 2-XJIop-5-HUTponupuauHa 1 ¢peHona Ha ctaauu A. MC (MDP): macca,
paccuutanHnas it CyH1,N,04S, 404,06; m/z o pe3ynpratam anamumsza: 405,0 [M+H]".

[MpomexyrouHoe coemunenue 29: 5-(2-meTuin-6-¢peHOKCHITMPUINH-3-1)-4-0kc0-4,5-nurnapo-3H-1-Tua-
3,5,8-TpuazaarenadrineH-2-kapOoOHOBas KHCIIOTA.
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VYka3aHHOE B Ha3BaHWU COEIUHEHHE IOJIydalll CIIOCOOOM, aHAJOTUYHBIM CIOCO0Y TOJIyYSHHUS IPOMEXKY-
TOYHOTO COCOUHEHMs 25 ¢ NMPUMEHEHHEM O-XJIOp-2-MeTHJI-3-HUTpOnHpuaAnHa U ¢eHona Ha cragun A. MC
(3P): macca, paccuntannas s C, H14N4O,4S, 418,07; m/z o pe3ynbpratam anaimza: 419,0 [M+H]+.
[Ipomexyrounoe coemuHeHre 30: 5-(6-U30TPONOKCH-4-METHITTUPHINH-3-11)-4-0kc0-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad THICH-2-KapOOHOBas KHCIIOTA.
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VYka3aHHOE B Ha3BaHWU COEIUHEHHE IOJTydalll CIOCO0OM, aHAJOTUYHBIM CIIOCO0Y HOJIyYSHHUS IPOMEXKY-
TOYHOTO COEMHEHUsS 25 ¢ npUMeHEeHNEM 2-PTop-4-MeTHI-5-HUTPONIUPUANHA U ITpomaH-2-oya Ha ctagun A. MC
(13P): macca, paccuutannas mist CigH¢N404S, 384,09; m/z mo pe3ynpratam ananmmza: 385,0 [M+H]".

IIpomexyrounoe coenuaeHne 31: 5-(4-m3ompomnokcu-2-metmindennn)-4-okco-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenad TuneH-2-kapOoOHOBAsI KUCIIOTA.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TOIYYaIH CHOCOO0M, aHAJOTWYHBIM CIIOCOOY NMPOMEXYTOUHOTO CO-
eIMHEeHHA 25 ¢ IpUMEHEHHEeM 3-MeTHI-4-HuTpodeHona u 2-iononponana Ha cragun A. MC (UDP): macca, pac-
cuntanHas mis CoH,FN30,S, 383,09; m/z no pe3yneraram anamusa: 384,1 [M+H]".

[Mpomexyrounoe coenunenue 32: 5-(4-((6-meTuanupuanH-3-min)okc)henni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadTrieH-2-kapOoOHOBas KHCIIOTA.
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VYka3aHHOE B Ha3BaHWU COEAMHEHUE MOJYYaId CIOCOOOM, aHAJIOTHYHBIM OIIMCAHHOMY B TIPOMEXYTOYHOM
coeMHeHuu 25, ¢ mpuMeHeHneM 1-¢pTop-4-HNTpoOeH3071a U 6-MEeTHIMPUANH-3-051a Ha ctaguu A. MC (UDP):
Macca, paccuntannas st Cy H4N40,4S, 418,07; m/z mo pe3ynpratam anamu3za: 419,0 [M+H]".

IIpomexxyrounoe coemuHenue 33: 5-(6-M300yTOKCH-4-METHIMHPUINH-3-11)-4-0kc0-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad THIeH-2-KapOOHOBasT KHCIIOTA.
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VYka3aHHOE B Ha3BaHWU COEIUHEHHE IOJIydJalldl CIOCO00M, aHAJOTHYHBIM CIOCO0Y MOJyUCHHUS IPOMEXKY-
TOYHOTO COCTUHEHUS 25 ¢ mpuMeHeHHeM 2-(Top-4-MeTHII-5-HUTPOIIMPUINHA U 2-MeTHII- | -poranoia Ha cTa-
man A. MC (M3QP): macca, paccunrannas mns CoH;gN4O,S, 398,10; m/z mo pesympraTtam anammsa: 399,0
[M+H]".

[Tpomexyrounoe coeaunenue 34: (E)-4-(Tper-0yToKCHKapOOHMIAaMHHO)OyT-2-€HOBas KHCIOTA.
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Cramus A. (E)-4-amunoOyT-2-eHoBas kuciora. K pactBopy (E)-4-6poMOyT-2-eHoBOM Kucnotsl (1,0 1, 6,1
mMmoutb) B THF (20 mur) Ha neasiHoi 6ane nobasnsumi Bogabii NH,OH (10 M) 1 mepemMenmuBaiy mpu KOMHATHON
TemriepaType B TedeHue 6 4. CMech KOHICHTPUPOBAIH JIOCYXa C IOJIydYeHUEM YKa3aHHOTO B Ha3BaHWU COCIUHE-
Hus (0,613 1, 100%), KOTOpOE MPUMEHSUITN Ha CIEAYIOIEH cTaqun 0€3 OYHUCTKH.

Cramus B. (E)-4-(Tper-OyrokcukapOoHMIaMUHO) OyT-2-eHOBast kuciota, PactBop (E)-4-ammHOOyT-2-
eHoBoit kucnotsl (0,613 r, 6,06 mmois), (Boc),0 (1,587 1, 7,272 mmons), K,COs (1,675 1, 12,12 mmons), THF
(30 M) m BoBI (15 MiT) mepeMeIMBaiIy TP KOMHATHOHM TeMIiepaType B TeueHre Houn. CMech TUCIIeprupoBaIy
mexny EtOAc u H20. Oprannueckuii ciioif coOMpainy, KOHIIEHTPHPOBAIN A0CYXa C MOJIYYEeHHEM YKa3aHHOTO B
Ha3Baunu coenuHerus (0,305 r, 25,0%), koTopoe nmpuMeHsIIH Ha ciexyromei cragun 6e3 oanctku. MC (UOP):
Macca, paccantannas asa CoH sNO,, 201,10; m/z o pe3ynsTatam aHanmsa: 102 [M+H]".

[Ipomexyrounoe coequaenue 35: TpeT-0yTui-((1S,4S)-4-aMuHOIIMKIIOTeKCHIT )KapOamar.
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Cramus  A. tper-bytun-((1R,4R)-4-runpokcunmkiorekcun)kapbamar. K pactBopy am-tper-OyTui-
nmukap6onata (4,087 mi, 21,01 MMoits) u qum3onponmidTiiamuna (2,87 v, 17,4 mmons) 8 THF (60 M) no6as-
st (1R,4R)-4-amunonmkorexcanon (2,00 r, 17,4 MMoIIb) M IepeMEIIMBaIIM NIPH K. T. B TedeHue 4 4. Peakuurio
KOHIEHTPUPOBAJIM JJOCYyXa M OCTATOK BHICYLIMBAIM NMPH ITOHWKEHHOM JIaBJICHUU C ITOJyYeHHEM yKa3aHHOTO B
Ha3BaHUM COCIMHEHHS B BUze Oeroro TBepaoro Bemiectsa (3,49 r, 87,0% BbIxon), KOoTopoe MpUMEHsUIH 0e3 110-
TIOJTHUTEIEHOW OYUCTKH.

Cramus B. tper-bytmn-((1S,4S)-4-(1,3-1u0KCON30MHAOINH-2-1IT)ITUKIOTeKcHI)kapbamaT. K mepemenin-
BaeMoMy pactBopy TpeT-0yTui-((1R,4R)-4-runpokcunuknorexcmn)kapoamara (3,49 r, 16,2 Mmmons), hrammmuga
(2,50 1, 17,0 mmonb) u Tpudenundocduna (6,38 r, 24,3 mmons) B8 THF (50 mi) B atmocdepe azora mpu 0°C
Jo0aBIsIIM JUU30TIponIIa3oaruKkapookcmnar (4,82 r, 24,3 MMOJb) 1 TIEpEMEIINBANIN TIPU K. T. B TCUCHUE HOYH.
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Peaknuio KOHIICHTPUPOBAIU JTOCYXa M OCTATOK OYHINAIU C IMOMOIIBI0 KOJIOHOYHOW (uien-xpomarorpaduu ¢
MOJYYCHUEM YKa3aHHOTO B Ha3BaHWM coequHeHus (2,24 r, serxon 40,1%) B Bume 0el0ro TBEpAOTO BEIICCTBA.
MC (UDP): macca, paccunrannas aist CoH,4N,04, 344,40; m/z o pe3ynbTaTam ananusa: 345,0 [M+H]+.

Cramus C. tper-bytmin-((18S,4S)-4-amubonuknorekcmn)kapbamar. PactBop Ttpetr-6yTna-((1S,4S5)-4-(1,3-
JIMOKCOM30MH IO H-2-1IT)ITUKIIoTeKCri ) kapbamaTa (2,238 1, 6,498 mMons) u ruapasuHa ruapara (1,104 mo,
19,49 mmozp) B EtOH (20 M) nepemenmBanyu npu 80°C B Teuenue 2 4. Cmeck pazbasmsuin 1M NaOH u sxker-
parupoBasi ¢ momoteio DCM. Opranndeckuii cioi oTnemnsum, BeicymuBann (MgSO,), oThUIBTPOBBIBAINA U
KOHIIEHTPUpOBaIX Aocyxa. OcTaTok pa30aBisLTH TOIYOJIOM U HEPETOHSUTN TPH NOHIKEHHOM JTaBICHUH JBAXKIBI
C TIONTyYCHHUEM YKa3aHHOTO B Ha3BaHWM coeauHeHUs (1,342 1, Beixox 96,00%), koTopoe mpuMeHsIH 6e3 T0ToI-
HuTenbHON ounctku. MC (MBP): macca, paccuntannast ais CiHppN,O,, 214,30; m/z mo pe3ynbraTtam aHajm3a:
215,0 [M+H]".

[Ipomexxyrounoe coequnenue 36: N-((1S,2R)-2-aMMHOIMKIIONEHTHIT )aKpUIaMHII.
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Criocob A.

Cramus  A. tper-byrun-((1R,2S)-2-akpunamugonukinomentun)kapoamar. K pactBopy Tper-OyTmi-
((1R,2S)-2-amuHOTIMKIIOTIEHTHIT) Kapbamara (15 r, 75 mmons) B DCM (300 mur) mo6asisimu TpudTriiaMuH (13,53
w1, 97,36 MMoIIB), 3aTeM mpon-2-eHomnxiopun (6,97 mi, 86,1 MMons) mpu 0°C ¢ nepemenmmBaHueM. Y Oupaiu
OXJTaXIAIOMIYI0 OaHIO M CMech NepeMeInBany B TedeHne 60 MUH pu KOMHAaTHOH TemmnepaType. Peaknmio ra-
cunu ¢ ucnonszoBauueM 1% HCl u sxctparupoBanu ¢ ucnons3oBanneM DCM. Opranndeckue (hazbl 00beauHs-
JM ¥ IpOMBIBAIN nocnenoBaTenbHO BogHEIM NaHCO; U coeBBIM pacTBOPOM M BBICYIIMBAIN HaJ O€3BOIHBIM
cynsdarom HaTpus. [lomydeHHBIH pacTBOP KOHIIEHTPHUPOBAIN 10 CYXOTO OCTaTKa M OCTATOK OYHIIAIN ITOCPEa-
CTBOM Tepekpuctaum3anud u3 DCM ¢ monydeHneM yKa3aHHOTO B 3arojioBke coeamHeHus (14.5 T, BBIXOJ
75,1%) B Buzge 6enoro tBepmoro Bemecta. MC (MOP): macca, paccuntannas mist Ci3H,,N,03, 254,32; m/z mo
pesynbratam anammsa, 155,1 (munyc Boc-rpymma) [M+H]". 'H SIMP (400 MI'u, IMCO-ds): & 7,68-7,50 (m,
1H), 6,47-6,31 (m, 1H), 6,28-6,16 (m, 1H), 6,12-5,96 (m, 1H), 5,60-5,46 (m, 1H), 4,13-3,98 (m, 1H), 3,88-3,68
(m, 1H), 1,87-1,58 (m, 3H), 1,55-1,37 (m, 3H), 1,32 (s, 9H).

Cramus B. N-((1S,2R)-2-Amunonnkionentui)akpmwiamug. K pactBopy tper-Oytmn-((1R,2S)-2-axpui-
amuonukioneHTIa)kapoamata (800 mr, 3,146 mmons) B DCM (20 mir) mobaBiisiiin MeTaHCYJIE()OHOBYIO KHCIIO-
Ty (1,208 1, 12,58 MMOJIB) ¥ TIepeMeIINBaIN NP KOMHATHOH TemrepaType B TeueHue 30 mMuH. PeakumoHHyro
CMeCh KOHIICHTPUPOBAIM JIOCYXa C MOJNyYCHHEM 3asBIIEMOro coequHeHus crtaauu B (485 mr, Beixon 100%) B
BHUJIE KEITOTO0 Macia, KOTOPOe UCIOIb30BaIH O€3 TOTIOTHUTEIIHFHON OUHCTKH.

Crioco6 B.

Cramus  A. Ttper-bytmn-((1R,2S)-2-akpunamunonukioMenTin)kapbamar. K pactBopy TpeT-OyTHiI-
((1R,2S)-2-amuHOTIMKIOTeKCH )KapbamaTta (1,0 T, 5,0 Mmons) u TpudTHIamuHa (0,606 T, 5,99 mmons) B DCM
(10 M) o KaruIsIM 00aBIISITH aKPHUIIOBBIA aHTUApHU (824 Mr, 6,53 MMOJIB) Ha JIe[THONW OaHe W IMepeMeInBan
IpU KOMHATHOH Temneparype B Teuenue 1 4. Peakmuro paz6asmsuin DCM, nocnenosatensHo npomeiBamn HCI
(1,0 M), naceimennsiv BogubiM NaHCO; u BogubsiM NaCl. Opranuueckyto ¢aszy coOupaiy, BHICYIIMBAIN HAJ
6e3BoaHBIM Na,SO4 M KOHIICHTPHPOBAIH JOCYXa C TOJYYCHHEM yKa3aHHOTO B Ha3BaHuU coemuwHeHus (1,1 T,
87% BBIXOI) B BUIE OEJIOTr0 TBEPJIOIO BEIIECTBA, KOTOPOE NMPUMEHSUIM 0e3 JOMOJHHUTEIBHON OYHCTKH B Clie-
nytomeit peakimu. MC (MDP): macca, paccunrannast st Ci3H,N,Os, 254,32; m/z mo pesynbTaTaM aHau3a:
255,0 [M+H]".

Cramus  B. N-((1S,2R)-2-AmunonukioneHTwn)akpuiamu. PactBop Tper-0yTui-((1R,2S)-2-akpu-
amugonukiorekcun)kapoamara (800 mr, 1,9 mmons) B 4 M HCl 8 MeOH (2 M) mepememnBaiy Mpu KOMHAT-
HOU TemmepaType B TeueHrne 60 MHUH. Peaknnio KOHIIEHTPHPOBAIHN JOCyXa C MMOTydYeHHEM YKa3aHHOTO B Ha3Ba-
HHUH COCTMHEHHS, KOTOPOE TMPUMEHSIIN 0e3 TOTIOHUTEITFHON OYHCTKH.

[Ipomexyrounoe coequaenue 37: TpeT-0yTin-N-[(1R,3S)-3-amuHOIIMKIOIEHTHIT [KapOamaT.

w1k
H

Cramust A. tper-bBytnn-N-[(1R,3S)-3-(6en3nnokcukapOoHmIaMuHO JunkioneHTuiI kapoamar. K pactBopy
(1S,3R)-3-(Tper-0yTOKCHKapOOHMITAMUHO )IIUKIIOTICHTaHKapOoHOBO# Kucnothl (10,0 T, 43,6 MMoIb), dheHmIMe-
tanona (9,04 mu) u TpusTIiiamuHa (9 M) B Toyose (100 M) nobasmsiim qudennndocdopasunar (9,7 mi). Pe-
akIuo HarpeBam 10 Temnepatypsl 100°C u obecrieunBanie ee IpoTeKaHue B TedeHrue Houu. CMech MPOMBIBa-
mu HackimeHHeIM NaHCO); 1 akerparupoBainu sTriianeratoM. Opranndeckyto (asy BBITapHBaIIM IOCYXa U OCTa-
TOK OYMIIAJH C MOMOUIBIO KOJIOHOYHOH (iieni-xpoMarorpaduu ¢ MoaydeHHEM YKa3aHHOTO B Ha3BaHUH COE/IH-
Herus (9,6 T, Beixozg 66%).

Cramuss B. tper-Bytun-N-[(1R,3S)-3-amuHonukmonentun Jkapbamat. Cmech TpeT-0yTHa-N-[(1R,3S5)-3-
(6eH3MITOKCUKAapOOHMITAMITHO ) ITUKJIOTIEHTIIT |[KapOamara (9,6 T, 29 Mmoib) u ataHosa (100 M) THAPOTEHU3UPO-
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BaJIM 1pu KoMHaTHOH Temmeparype (H,, 207 xIla (30 ¢yur Ha xB. mioiim)) ¢ npumenenneM Pd(OH), (20% Ha

yriepoze, 2 r). Peakiuio nepeMeImBaiyu B TeUeHHE HOUYH, U KaTaJIM3aTop OT(QMIBTPOBBIBAIH, U (PUIIBTPAT BHI-

MapUBaIM AOCYXa C IOJyYeHHEeM HEOUHIIIEHHOTO YKa3aHHOTO B Ha3BaHWU coennHeHu (5,4 T, Beixoq 94%).
[Ipomexyrounoe coequaenne 38: TpeT-bytmin-((1R,2S)-2-axpunamMuaonukiIoMeHTHI )kapOamar.

0o

o
L ALK
H

K pactBopy Tper-0yTnin-((1R,2S)-2-amunonukinorekcnn)kapdbamara (411,5 mr, 1,92 MMons) U TpudTHIA-
muHa (291, 2,88 Mmmonp) B DCM (5 mu1) mo0aBisuid 1o KarwisM Ha JIenssHoi OaHe akpuioBbld anruapu (208,5
Mr, 2304 MMOJIB) W TIepeMelIuBaIi MMPH KOMHATHOW Temmeparype B TedeHune 30 muH. Peakmuio pa3daBisuin
DCM, nocnenoBarenpHo npombiBaiin HC1 (1 M), HaceimenasiM BogabiIM NaHCO; u coneBbeiM pactBopoM. Op-
TaHUYECKYIo a3y coOMpalii U KOHIIEHTpUpoBaH nocyxa. Octatok pactBopsuii B DCM (2 mur), nobaBisum mMe-
TaHCYITb(HOHOBYIO KHCTOTY (369 Mr, 3,84 MMOJb) M TIepeMENTUBAIM MPU KOMHATHOM TeMmIlepaType B TEUCHHE
5 4. Peakuuio KOHUEHTPUPOBAIU AOCYXa C TOJYyYEHHEM YKa3aHHOTO B Ha3BaHUU coefuHeHus (611 mr, BbIXoA
189%), KoTOpOE MPUMEHSIITH O€3 TOTIOHUTEIHFHONH OYHCTKU B CICTYIONICH PeaKIIuy.

IMpomexyrounoe coeaunenune 39: N-((1S,4S)-4-aMHHOIIMKIIOTICHTHIT )aKPHIIAMUI.

S_NH
\)()L 2
A
N
N s:

VYka3aHHOe B Ha3BaHUH COCAMHEHHUE MOJyYall CIOCOOO0M, aHAJOTMYHBIM CIIOCO0Y MPOMEXKYTOUHOTO CO-
enuHeHus 36, ¢ npuMeHeHueM TpeT-0yTi-((1S,4S)-4-aMUHOIMKIIONEHTIIT)KapbaMarta Ha cTaguu A.
[Ipomexyrounoe coequaenue 40; N-[(1S,2R)-2-aMHHOITUKIIOTEKCHII | TPOTI-2-CHAMU].

HoN,,
52

A NYS
H

Cramus A. Ttper-Bytun-((1R,2S)-2-akpunamunonukiomentwi)kapbamar. K pactBopy TpeT-OyTmin
((1R,2S)-2-amuHonMKIOTeKCcHiI)Kapbamata (1,4 T, 6,5 mMoib) u TpudTHaamuHa (1,32 1, 13,1 mmomns) B DCM (15
MJI) TIO KaIuIsIM 100aBIIsuIn akpyIoBEIH aHruapua (824 mr, 6,53 MMoIIs) Ha JIeITHOM OaHe ¥ IepeMELINBaIY TIPH
KOMHaTHOH Temneparype B Tedenue 1 4. Peakuro npomeisaim HCI (0,5 M), Bogasim NaHCO; 1 BonabM NaCl.
Opranmdeckyro ¢a3y coOupaiy, BRICYIIHBATN HaJ 0e3BOAHBIM Na,SO4 M KOHIICHTPUPOBAIM TOCYyXa C MOJTyde-
HUEM YKa3aHHOTO B Ha3BaHWU coenuHeHwus (1,3 T, Bexoq 74%) B BUJE JKEITOTO TBEPAOTO BEUIECTBA, KOTOPOE
pUMEHSUTH 0e3 JOTIOTHUTEIEHOW OYUCTKH B CIICAYIOIMICH peaKIny.

Cramus  B. N-((1S,2R)-2-Amunonuknorekcun)akpunamua. K pactBopy Tpet-Oytun  ((1R,25)-2-
aKpUIIAMHIOTIMKIIOTeKCIIT)KapOamara (mpomeskytounoe coeauaenne 38) B MeOH (2 mi) mo6asmsimu HCL (1 mur)
W TIepEeMEIINBAJIH MIPU KOMHATHON TeMmepaType B TeueHne 30 MuH. Peakunio KOHIIEHTPUPOBAIM 10CyXa C I0-
JTydeHUEeM YKa3aHHOTO B Ha3BaHWM coeluHEHUs (72 MT), KOTOpoe MPUMEHSIN Ha CIeAyIomel cTaaud 0e3 1o-
nonauTeNbHON ouncTku. MC (MDP): macca, paccunrannas mis CoH¢N,O, 168,24; m/z o pe3ynbraTtam aHaIH-
3a: 169,1 [M+H]".

[Ipomexxyrounoe coeaunaenue 41: N-((1R,2R)-2-aMHHOIIMKIIOTEKCHIT)aKpAITAMHA].

R
H
Vka3aHHOe B Ha3BaHHU COCAMHCHUC MOJTydaIn CHOCO60M, aHaJIOrH4YHbIM CHOCO6y MMPOMCIKYTOYHOTO CO-

eauHeHus 36, ¢ npumeHeHueM TpeT-0yTi ((1R,2R)-2-amuHOIIMKIOTeKCHT)KapOamaTa Ha CTauu A.
[Ipomexyrounoe coequaenne 42: 2-((3-(4-amuHO0-3-MeTUIHEHOKCH ) OEH3MIT ) OKCH ) OCH30HUTPHIL.

Cragusa A. 3-((tper-byrunnumeruncumin)oken)oen3anpaerua. K cmecn 3-ruapokcubensanpaeruna (24,4
r, 200 Mmois) B DCM (500 mut) mobasmsmn Et;N (30,3 1, 300 mmons) u TBSCI (33,1 1, 220 MMoub) U niepeMe-
MIMBaJIX NPH KOMHATHOHN TeMmepaType B TeueHue 3 4. Peakiuro nucneprupoBanu Mexxay DCM 1 HachIILIEHHBIM
BoJI. pactBopoM NH,Cl. Opranuyeckuii cioii cooupaiu, KOHICHCUPOBAIN U OYHIIAIN C TIOMOIIBIO KOJIOHOYHOMH
¢nem-xpomarorpaduu (PE/EA) ¢ nonyueHnem yka3zaHHOTO B Ha3BaHuM coequnenus (47,3 r, Berxox 100%).
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Cramus  B.  3-((rper-Byrmnanmermncunmmn)okcu)meranon. K cmecn  3-((Tper-OyTmiauMeTHicu-
mam)okcu)oensanpaeruna (47,3 r, 200 mmons) B MeOH (30 mi), oxnaxaeraroi mo 0°C, mo0OaBisuim 9acTsIMU
NaBH; (3,78 1, 100 mmous). ITocne 3aBepmieHns 100aBJICHHS PEAKIMIO NTEPEMENINBAIN IPU KOMHATHOH TeMIe-
parype B TedeHHe 2 4. Y 1aisn JIeTy4re BelecTBa 1o BakyyMmoM. Jlobasmsum Bogy u EtOAc k ocratky, otae-
JSUTH OPTaHUYECKUH CIIOW, IPOMBIBAIN COJICBBIM PAacTBOPOM, BICymHBamu Hax Na,SO,, ¢uiapTpoBanu n KoH-
HEHTPHPOBAIH O BAKyyMOM C TOJIYYCHHUEM IEJICBOTO MPOAYKTA B BHJE JKEITOTO Macia, KOTOPBIA MPUMEHSIIN
B JAJILHEHTIIEM Ha CIICIYIOIIeH CTaanK 0e3 JOMOHUTEIPHON OYUCTKH.

Cramus C. 2-((3-((tpet-bytmnaumeTmicunmn)okcH )oen3ni )okcn )oenzonutpui. K cmecu (3-((Tper-OyTrut-
numeTuicu)okcH ) permn)meranona (13,94 r, 60 mmons) B THF (200 mi) mocnegoBaTenbHO 100aBIsIN 2-
ruapokcuoer3onuTpui (8,58 r, 72 mmons), PhsP (18,88 1, 72 Mmmonb) u o karmsm DIAD (14,56 T, 72 MMoIb)
IpY KOMHATHOW TeMIlepaType W pPeakLHUIo NepeMeInnBain B TedyeHue | 4. J0OaBisiiyM HACHILICHHBIH BOJHBIHA
NH4CI u EtOAc, oTaemnsiii opraHMYecKril CII0H, IPOMBIBAIM COJIEBBIM PAacTBOPOM, BBICYIIMBAIH HaJ Na,SOy,
(UIBTPOBAN, KOHJCHCHPOBAIN M OYMIIAIH C ITOMOLIBIO KOJOHOYHOW (uem-xpomaTorpaduu(PE/EA) ¢ momy-
YCHHEM YKa3aHHOTO B Ha3BaHuu coeauneHus (17,0 T, Beixon 83%).

Cramus  D.  2-((3-I'mapokcubensmm)oxcn)oensonurpmwt. K cmecu  2-((3-((Tper-OyTHiamuMeTHII-
CHITHIT ) OKCcH ) 0eH3miT ) oken )oer3onutpmia (17,0 r, 50 mmons) B THF (250 M) mob6asnsutm 1 M pactBop TBAF
(60 M, 60 MMOJTb) W PEAKITUIO TIEPEeMEIINBaIN PU KOMHATHON TemmepaType B TedeHue 30 muH. JloGaBmsuin
HacwImeHHbIH BomHbIH pacTBop NH,Cl  EtOAc, oTnensiin opraHndecKuil CJI0H, MPOMBIBAIM COJIEBBIM PacTBO-
poMm, BeicymuBaiu Haj Na,SO,, GUIbTpOBANIH, KOHACHCHPOBAIA W OYHWIIAIN C TIOMOIIBIO KOJIOHOYHOW (riert-
xpomarorpaduu (MeOH/DCM) ¢ monmydenneM ykazanHoro B Ha3Bauuu coexauneHus (11,3 T, Beixox 100%).

Cramus  E.  2-((3-(3-metmn-4-autpodeHokcH )0eH3un)okcn)oeH3oauTpmit.  Cmechb  2-((3-ruapokcu-
oensmn)okcu)oer3onutpuia (11,3 r, 50 mmons), 4-prop-2-mermi-1-aurpodensona (7,8 T, 50 mmons), K,CO;
(13,8 7, 100 mmoup) B 200 M1 DMSO nepememuBanu B atmocdepe N, nipu 150°C B Teuenue 4 4. Cmech KOH-
JICHCHPOBAJIM U OYHILNAIN MeTooM Quien-xpomaTorpadun Ha xojonke (PE/EA) anst nonyueHus: yka3aHHOTO B
3aroyioBke coequnaenus (15,1 r, 84%).

Cramus F. 2-((3-(4-amuHO-3-MeTtmindeHokcn)oensmm)okcn)oenzonntpun. K cmecu  2-((3-(3-metmin-4-
HUTpOo(eHOKCH )oeH3mT)oken)oenzonntpuna (15,1 r, 42 mmons) B EtOH (420 M) n Boast (140 mur) mocnenosa-
tenbHO mobasisu NHyCl (11,2 1, 210 mMois), xkene30 (9,38 r, 168 MMOJIb) U peaKIIMOHHYIO CMECh TICPEMEIITH-
BaJIM C OOPaTHBIM XOJIOJMIBHUKOM B T€UCHHUE 4 4 M 3aTeM OXJIaXKAaJH 10 KOMHATHOH Temreparypsl. CMech paz-
6asismn DCM (500 M) u Bogo#t (200 mut), coOupaiu OpraHUYeCKHid CII0H, KOHACHCUPOBAIN M OYHUIIIAIHN C TI0-
MOIIIBIO KOJIOHOUHOM (ureni-xpomarorpaduu (MeOH/Bona) ¢ mosrydeHreM yKa3aHHOTO B Ha3BaHUW COCIUHEHUS
(13,9 1, Berxoa 100%). MC (MQP): macca, paccuntannas mist Cy H gN,O,, 330,14; m/z mo pe3yabTaTam aHaJH-
3a: 331,1 [M+H]".

[Ipomexyrounoe coenuaenne 43: metun (5-(4-(3-((2-muanodeHokcH)MeTHT)HEHOKCH )-2-MeTHIPEHIT)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad tuneH-2-kapOoKcuiar.

NN

VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TOIYYaIH CHOCOO0M, aHAJIOTWYHBIM CIIOCOOY MPOMEXYTOUHOTO CO-
equaenns 1, cramun C-E, ¢ npumeHenneM 2-((3-(4-aMuHO-3-MeTHIIPEHOKCH)OCH3MIT)OKCH )OSH30HUTpIIIA (TTPO-
MEXYTOYHOE coeHeHue 42) BMecTo 2-MeTHiI-4-(eHoKcnaHniInHa Ha ctagun C.

[Mpomexyrounoe coequnenue 44: (E)-2-nnano-3-1mUKIONPONMIAKpHIOBast KHCIIOTA.

0]
HO

/CN

B 50-mu1 kpyriiof0oHHYIO KOJIOY, OCHAIIICHHYIO MAaTHUTHON MeEIIankoi, B atMocdepe N, 700aBisuiy uaHo-
ykcycHyro kuciory (1,70 r, 20 mmons), nukiaonponankapbansaerun (1,40 r, 20 Mmoib), anerar amMmmoHus (60
mr, 0,8 MMoib) 1 Toyos (20 MiT) ¥ HarpeBaiM Ha IecOYHOH OaHe, ycraHoBieHHOH npu 110°C. Peakimonnyro
CMECh OXJIKAAIH JO KOMHATHOHW TEMIIEpaTyphl, TBEPAOE BEIIECTBO OT(MIBTPOBLIBAIH U BBICYIIHBAJIHN C IOJY-
YeHHEM YKa3aHHOTO B HA3BaHHWH COCIIMHEHUS B BUIE CBETIIO-KEJITOTO TBeporo BemecTna (2,02 T, 73% BbIxoxm).

[Ipomexyrounoe coequaenne 45: N-[(1S,3R)-3-aMHUHOIIMKIIOIEHTII |TPOTI-2-€HAMUI.
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K oxnaxagennomy (-20°C) pactBopy TpeT-OyTHi-((1R,3S)-3-amunonuknonenTwn)kapbamara (235,7 wr,
1,17 mmoms) u TEA (0,245 M, 1,76 mmons) 8 DCM (10 mur) no6asisiiu 1o karwmsim akputonsxiiopun (0,12 mu,
1,41 mmous). ObecrieunBaiy HarpeBaHUE PEaKIMOHHOM CMECH JI0 K. T. U B TOT e cocyx nobasisu 2 ma TFA.
PeakinoHHYyI0 cMech KOHIGHTPHUPOBAIM IPH MOHMKEHHOM JAaBieHMH M nodasimsuii 2 M NH;/MeOH (5 o).
HeounmenHyro peakioHHy0 cMech pacTBopsii B DCM (5 mut) u mpormyckany depe3 HaOUBKY U3 CHITUKATEIIs.
Yka3aHHOE B HA3BaHUU COCIUHEHNE UCIIOJIb30BAIH 0€3 JOTIOIHUTENLHON OUNCTKY.

[Ipomexyrounoe coequaenue 46: N-[(1R,2R)-2-aMHHOIUKIIOTICHTH | TPOTI-2-C€HAMUT.

HoN
(L0
A
A
VYka3aHHOE B Ha3BaHUM COCAMHEHHUE ITOJYyYaJM CHOCOOOM, aHAJOTMYHBIM CIIOCO0Y MPOMEXYTOUHOTO CO-
emuuenus 36, ¢ mpumenennem Tper-6yTi-((1R,2R)-2-aMunonukonenTun)kapdamara. 'H SIMP (400 MIw,
CDCls) 6 7,05 (s, 1H), 6,27 (dd, J=17,1, 1,6 T'u, 1H), 6,11 (dd, J=17,0, 10,2 ', 1H), 5,61 (dd, J=10,3, 1,6 Iy,
1H), 5,25-4,96 (m, 1H), 4,36-4,20 (m, 1H), 3,95-3,72 (m, 1H), 2,50-2,32 (m, 1H), 2,13 (s, 1H), 1,98-1,62 (m,
5H).
Mpumep 1. N-((18,4S)-4-Axkpunamupounkiorekcui)-5-(*S)-(2-merun-4-penokcudenmn)-4-oxco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOoKCaMHu/I.

JReS
Oy

Cramus A. N-((1S,4S)-4-Amunonuknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamuaa; B kpyrimomnoHHyto kondy modasisumu 5-(*S)-(2-metmn-4-
(enoxcupenmn)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-Tpuazaanenag TnineH-2-kapOOHOBYIO KHCIOTY (IIPOMEXY-
TOYHOE coefMHEeHue 1, BKIoYas crocod 1 XupanbHOTO paszielieHHs ¢ MoJydeHueM *S-atporonzomepa, 42 Mmr,
0,10 mMmoib), Tper-OyTmin-((1S,4S)-4-aMrHOIMKIIOTeKCHIT)KapOaMaT (IIPOMEXYTOUHOE coenuHeHue 35, 32 wr,
0,15 mmons), Tpustunamud (20 mr, 0,2 0 mmons), HATU (57 wmr, 0,15 mmons) u DMF (1 mi). Peakiponnyro
CMeCh IIepeMEINBaAIIY TIPU K. T. B Te4eHUe 2 4. [IpoMexyTouHOe COeANHEHNE OYHIIAIN C TIOMOIIBIO KOJIOHOY-
HOH Quem-xpomatorpadun. [IpomexyrouHoe coenunenue pactBopsian B MeOH (15 mu) u noGaBisiin Hachl-
mennbiit Boauabii HCI (5 mi). [TonydeHHyI0 B pe3ylibTaTe CMECh KOHIIGHTPUPOBAIH Tocyxa. OCTaTOK JAUCIISPTH-
poBamu mexay DCM u 10% BomuasiMm NH;. Opranndeckuid cioif coOmpany M KOHIEHTPHUPOBAIU OCyXa IS
MOTy4eHus 3asBieHHoro coenuHeHus (51,4 mr, Berxox 100%), koTopoe 3aTeM MPUMEHSIN Ha CIETyIONeH cTa-
JH Oe3 TOTIOTHUTEITFHON OYHCTKH.

Cramus B.  N-((1S,4S)-4- AxprraMugonukiorekcun)-5-(*S)-(2-metun-4-henoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamua. K pacrtopy N-((1S, 4S)-4-aMHUHOLMKIIOTEKCHIT)-
5-(*S)-(2-metmn-4-henokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanecnad TuieH-2-kapOokcaMuia
(51,4 mr, 0,100 mmonp) u TpudTIIIamuHa (20 Mr, 0,20 mMmoip) B DCM (15 mir) 1o karwisMm qo0aBIisutd Ipor-2-
enomxsopu (9,0 mr, 0,10 mmous) pu 0°C. PeakiiMOHHYIO CMECh MEePEMEIINBAIN MPH K. T. B TCUSHUE 5 MUH.
Peakmmio nucnieprupoBanu Mexxy DCM n Booi, OpraHn4ecKuil ciioil coOMpain U KOHIEHTPUPOBAIN J0CYXa.
OcTaToK OYMINANN C MOMOIIBIO KOJOHOYHOW (em-xpoMaTorpaduu ¢ IOJydeHHEM YKa3aHHOTO B Ha3BaHUH
coemuHeHUs (25 mr, Bexox 42%). MC (U3P): macca, paccuntannas g C3HyoNsO4S, 567, 66; m/z o pesyinb-
Tatam ananusa: 568,3 [M+H]". 'H SIMP (400 MI'u, IMCO-d): & 10,15 (br, 1H), 8,35-8,21 (m, 1H), 8,18-7,85
(m, 2H), 7,45-7,39 (m, 2H), 7,36-7,27 (m, 1H), 7,20-7,15 (m, 1H), 7,13-7,07 (m, 2H), 7,07-7,03 (m, 1H), 6,98-
6,92 (m, 1H), 6,37-6,25 (m, 1H), 6,10-6,03 (m, 1H), 5,98-5,84 (m, 1H), 5,58-5,51 (m, 1H), 3,85-3,76 (m, 2H),
2,03 (s, 3H), 1,76-1,55 (m, 8H).

IIpumep 2. N-((1R,35)-3-AxpuiaaMHIOIUKIOTeKCHIT)-5-(2-MeTmi-4-pernokcudennn )-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.

ShACEH
379,

VYka3zaHHOE B Ha3BaHWU COCTUHCHHUE MOJTYYald CIIOCOOOM, aHAIOTUYHBIM CIIOCO0Y mpuMepa 1 ¢ mpuMeHe-
HueM Tpet-0yTuia-((1S,3R)-3-amuHonukorekcmn)kapbamara u  5-(2-metmin-4-henokcnpennn)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-kapOOHOBOH KHUCIOTH (MTPOMEXyTouHOe coeamHenue 1). MC
(MDP): Macca, paccuntanHas mis CiHyoNsO,4S, 567,7; m/z mo pesynsTataM aHanmsa: 568,2 [M+H]". 'H aMP

-53-



035168

(400 MI', CD;0OD): 8 8,32 (d, J=5,4 I'u, 1H), 7,45-7,36 (m, 2H), 7,34-7,26 (m, 1H), 7,22-7,15 (m, 1H), 7,12-
7,03 (m, 3H), 7,01-6,93 (m, 1H), 6,25-6,17 (m, 2H), 6,07 (d, J=5,3 I'n, 1H), 5,67-5,60 (m, 1H), 4,04-3,95 (m,
1H), 3,91-3,80 (m, 1H), 2,22-2,08 (m, 5H), 2,01-1,83 (m, 4H), 1,51-1,43 (m, 1H), 1,24-1,16 (m, 1H).

IMpumep 3. N-((1S,4S)-4- AkprnaMuIOIUKIOTEKCHI)-5-(2-MeTHn-4-henokcudenmn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

JCCr s

N

Cramust A. 5-(2-Merun-4-enokcudenmn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-rpuasaanenadpuien-2-
kapOoonwnxiopua. K pactBopy 5S-(2-mertmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuaza-
areHaTHIICH-2-KapOOHOBOW KHCIOTHI (mpoMekyTouHoe coeaunenune 1, 500 mr, 1,20 MMoib) B O€3BOJTHOM
DCM (20 mn) pobasnsumu 2-karmmu DMF u oxmaxnanu o 0°C. 3aTeM MeIUIEHHO TOOABISUTH OKCATMIIUXIOPU
(760 wmr, 6,0 MMonb) 1 nepemermBany ero npu 40°C B TeyeHne Houn. PeaknmoHHYI0 cMeCh KOHIIEHTPUPOBAIIH
JI0 CYXOTO COCTOSTHHSI C TIOJTydeHHEM YKa3aHHOTO B Ha3BaHUM coenuHeHus (260 Mr), KoTopoe MPUMEHSIIA Ha
cIenyroniel craanu 6e3 OUNCTKH.

Cramus B. N-((1S,4S)-4N-((1R,25)-3-Amunonukimorekcni )-5-(*S)-(2-metnin-4-peHokcudermn )-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHa TrieH-2-kapOOKCaMuI. - AKPUIAMHIOIMKIOTEKCHI)-5-(2-MeTHI-4-
(enoxcupenmn)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenadrunen-2-kapookcamun. K pacrBopy 5-(2-
Mmetmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrneH-2-kapOOHIIXJIOpHIA
(372,2 wmr, 0,854 mmous), TpumeTriaamuHa (259 Mr, 2,5 mmons) B DCM (50 mi) mobaemsuiim N-((1S,4S)-4-
aMHMHOIMKJIOTeKCcHT)akpuiiamu, (252 mr, 1,5 MMonp). PeaknmoHHYI0 cMech MepeMelnBaid IpH KOMHATHOH
TeMIlepaType B T€4€HHE 5 MUH M 3aTeM KOHLEHTPHUPOBAJIH 0] MOHMKeHHbIM naBienueM. Ouncrtka (FCC, SiO,,
(MeOH/Bona), 3atem c momouipto npenaparusHoit TLC (DCM/MeOH=15/1) obGecnieunBana mnoiay4eHune yka3aH-
HOTO B Ha3BaHWM coeauHeHus (74 mr, 15%). MC (MDP): macca, paccuntanHas 11 Cs1HyoNsO,S, 567,7; m/z mo
pesysbTatam ananusa: 568,3 [M+H]". 'H SIMP (400 MI'ti, IMCO-de): & 8,34-7,88 (m, 2H), 7,47-7,38 (m, 2H),
7,30-7,14 (m, 2H), 7,12-7,08 (m, 2H), 7,07-7,02 (m, 1H), 6,97-6,90 (m, 1H), 6,38-6,27 (m, 1H), 6,10-6,01 (m,
1H), 5,89-5,65 (m, 1H), 5,56-5,49 (m, 1H), 3,92-3,75 (m, 2H), 2,02 (s, 3H), 177-1,73 (s, 8H).

IIpumep 4. N-((1R,2R)-2-I'mapoxcurukionenTun)-5-(S)-(2-metnin-4-penokcudenmn)-4-okco-4,5- Turu-
po-3H-1-trma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.

VYkazaHHOEe B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIPUMECHEHUEM 5-(2-metun-4-penokcudenmn)-4-okco-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad tuineH-2-
KapOOHOBOM KUCIOTHI (MpoMexxyTouHoe coeauaenue 1, Bxmodas CITOCOB 1 XUPAJIBHOT'O PA3IEJIEHU A
¢ momydeHueM *S-atporomsomepa) U (1R,2R)-2-amuHOIMKIOIEHTaHOMA. AOGCOJIOTHYIO CTEPEOXUMHUYECKYIO
KOHQHUTYpanuio YKa3aHHOTO B Ha3BAaHWU COCAMHEHUS IOATBEPXKIATIH IOCPEACTBOM PEHTTCHOTpaduIecKoro
aHanmu3a mocie cokpucrammusanyu ¢ 6enxom BTK. MC (MU3P): macca, paccunrannas ainst Cy;HpN404S, 500,6;
m/z o pesympratam axamusa: 501,2 [M+H]". 'H SIMP (400 MI', CDCLy): & 9,53 (s, 1H), 8,40-8,29 (m, 1H),
7,42-7,35 (m, 2H), 7,20-7,14 (m, 2H), 7,11-7,06 (m, 2H), 7,01-6,97 (m, 1H), 6,96-6,92 (m, 1H), 6,02-5,98 (m,
1H), 5,86-5,79 (m, 1H), 4,40 (s, 1H), 4,13-3,98 (m, 2H), 2,30-2,17 (m, 1H), 2,15-2,03 (m, 4H), 1,91-1,81 (m,
1H), 1,77-1,66 (m, 2H), 1,62-1,48 (m, 1H).

Ipumep 5. N-((1R,2S)-2-AmuHonmKIOTeKCHI)-5-(*S)-(2-MeTHI-4-DheHOKCHU B eHIT )-4-0KCO-4, 5 - TUTHIIPO-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKcCaMuI.

©/O I
’s HoN
NJLNH 38
HN
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NNs O
Cramust  A. tper-byrnn-((1S,2R)-2-(5-(*S)-(2-metnn-4-penoxcudenmn)-4-okco-4,5-murnapo-3H-1-tna-
3,5,8-TpuazaaneHad TrieH-2-kapOOKCaMUIO )IUKIIOTeKCIUT)KapOaMaTa. YKa3aHHOE B HA3BaHUHM COCIUHCHHE TO-
Jydajqd CIIOCOOOM, aHAJOTHMYHBIM CIoco0y mpumepa 1, cragms A, ¢ TpuMeHeHueM S5-(2-meTwmin-4-
(dhenoxcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHadp THiIeH-2-KapOOHOBOW KHCIOTHI (ITPOMEXKY-
tounoe coemuuenue 1, Bkmowas CIIOCOb 1 XWPAJIBHOI'O PA3JIEJIEHUA ¢ mnomydenwem *S-
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aTponion3omepa) u tper-0ytmi N-[(1S,2R)-2-amunonmknorexcui|kapbamata, ¢ yranenueM 3amutsl HCl/MeOH
Ha CJIe/TyoIel CTanM.

Cramus B. N-((1R,2S)-2-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenadtunen-2-kapbokcamua. Cmech TpeT-0yTHa-((1S,2R)-2-(5-(*S)-(2-meTun-4-de-
HOKCU(eHWT)-4-0kc0-4,5-muruapo-3H-1-tna-3,5,8-rpuazaaneHad rieH-2 -kapOoKCcaMH 10 ) IUKIOTEKCHI )KapOa-
Mmarta (644 mr, 1,05 mmons), kornenTpupoBarnHoit HCI (3 mur) 1 MeOH (20 M) mepememmBany npH K. T. B Tede-
Hiue 2 4. CMech KOHACHCHPOBAIHN NPH MOHIKEHHOM AaBiieHHH. OcTaTok aucneprupoBasd Mexaxy DCM u 10%
BoaHbIM NH;3. Opranndeckuii ciioil coOupanu, BEICYITUBAIA U KOHIICHTPUPOBAIHN TI0J] TIOHMKCHHBIM JaBJICHU-
eM. Ounctka (3mmoupoBaHue ¢ 00paTHO# (aszoii ¢ rpaguenToM MeOH/Bona (cootHomenue: 0-100%) obecreun-
BaJIa MIOJIyYeHNE yKa3aHHOTO B Ha3BaHWM coequHeHus (455 mr, 84%) B BHIE kenToro TBeproro BemecTtsa. MC
(U3P): macca, paccuntanHas it CysHy7NsO3S, 513,6; m/z mo pesynpratam aHanuza: 514,2 [M+H]". 'H SIMP
(400 MTI', CDClL;): 6 8,39-8,30 (m, 1H), 7,44-7,36 (m, 2H), 7,21-7,15 (m, 2H), 7,14-7,07 (m, 2H), 7,03-6,99 (m,
1H), 6,98-6,94 (m, 1H), 6,52-6,41 (m, 1H), 6,04-5,96 (m, 1H), 4,05-3,97 (m, 1H), 3,14-3,07 (m, 1H), 2,13 (s,
3H), 1,84-1,77 (m, 1H), 1,71-1,63 (m, 3H), 1,55-1,43 (m, 4H).

Mpumep 6. N-((1R,2S)-2-I'mapokcunukionenTwi)-5-(2-metun-4-peHokcudenmn)-4-oxkco-4,5-1uruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE TIOTYYAH CIIOCOO0M, aHAIOTHYHBIM CIIoco0y mpumepa 3, ctamus B, ¢
npuMeHeHneM 5-(2-metmi-4-dpenokcudennn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
oonmxiopuna (mpomexxyrounoe coeaunenue 8) u (1S,2R)-2-amunonmknonentanona. MC (MDP): macca, pac-
cuntanHas st Cy;HpN4O4S, 500,6; m/z mo pesymbratam anammsa: 501,1 [M+H]". 'H sIMP (400 MTm,
CD;O0D): 6 8,34-8,27 (m, 1H), 7,44-7,34 (m, 2H), 7,33-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H),
7,00-6,92 (m, 1H), 6,10-6,03 (m, 1H), 4,27-4,17 (m, 1H), 4,17-4,09 (m, 1H), 2,12 (s, 3H), 2,05-1,87 (m, 3H),
1,79-1,53 (m, 3H).

IIpumep 7. N-((1R,2S)-2-(JInMeTrmIaMHHO )IIAKIIOTeKCHI)-5-(*S)-(2-MeTrn-4-henokcudenun)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.

o o
&
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Cramus A. N-((1R,2S)-2-Amunornuknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcamMu. YKa3aHHOE B Ha3BaHUHU COSIMHEHHE MOTYIalId CIIOCOO0M,
aHAJIOTMYHBIM CIIOCO0y mpumepa 5, craauu A-B, ¢ mpumenenuem 5-(2-metmin-4-penokcnpennn)-4-okco-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad tuiaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIO-
gas CIIOCOBb 1 XHWPAJIbHOI'O PA3JAEJIEHUS c¢ momydenueM *S-arpomomszomepa) W TpeT-OyTwin N-
[(1S,2R)-2-aMHHOIIMKIIOTEKCHI |[KapOaMaTa Ha CTaqun A.

Cramus B. N-((1R,25)-2-(IumeTrinamuno))iiuKiIorekcnn)-5-(*S)-(2-metun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamua. K pacrsopy N-((1R,2S)-2-aMHHOIMKIIOTEKCHIT)-
5-(*S)-(2-metmn-4-henokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOokcaMuia
(60 wmr, 0,12 mmons) B MeOH (5 M) memienHo mobasisumu hopmansaerua (1 mn). Peaknuio mepeMeruBaiu B
teuenue 10 muH, 3ateM memineHHo nobamisutn NaBHy(OAc); (64 mr, 0,30 MMOJIB) U CMeCh MEpEMEIINBAIA B
TedeHue 2 4. Peaknuio racwiu myteM ao6asinerns NaOH (2 MiT) U OYHImamy ¢ moMOIIbI0 KOJOHOYHOH (irer-
XpoMaTorpaduu ¢ MOJyIeHHEM YKAa3aHHOTO B Ha3BaHWU coennHeHus (12 MT) B BHIE JKEITOTO TBEPAOTO BEIIECT-
Ba. MC (DP): macca, paccunranHas 11 CsoH31NsO5S, 541,7; m/z mo pesyasTatam aHamm3a: 542,2 [M+H]".

IIpumep 8. N-((1R,2S)-2-I'mapokcunukioneHTan )-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5- muru-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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Cramus A. 5-(*S)-(2-Merun-4-penokcudenun)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadptuieH-
2-kapooHmnxiopun. K cmecu  5-(*S)-(2-mernn-4-denoxcudennn)-4-oxco-4,5-auruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBOW KHCIOTHI (TpoMekyTouHoe coemuHeHue 1, Bkmouas CIIOCOB 1 XMU-
PAJIBHOT'O PA3JIEJIEHUWS ¢ monydenueMm *S-atpomnonsomepa, S0 mr, 0,12 mmoins) B DCM (10 mur) nobass-
M okcanuauxiaopus (2 mir) u obecrieurnBany peakuuio npu 60°C B TeyeHne HOYM. PeakIMOHHYIO CMeCh KOH-
HMEHTPUPOBAIIN JIOCYXa C MOJIYICHUEM YKa3aHHOTO B 3aroJioBke coeauHenus (60 Mr) B BHIIE KOPUIHEBOTO TBEP-
JIOTO BEIIECTBA.

Cramus B. N-((1R,25)-2-I'mapokcunukionerTan )-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5- muru-
po-3H-1-tma-3,5,8-tpuazaanenadrunen-2-kapookcamua. K cmecu (1S,2R)-2-amunornmkinonentanona (40 wr,
0,29 mmons) w tpwdTHnamuHa (30 wmr, 0,30 mmons) B DCM (4 mn) nmobaBmsmu 5-(*S)-(2-metwmin-4-
(enoxcupenmn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadtunen-2-kapoonmwixiaopun (50 wmr, 0,12
MMOJIb) U 00CCIICUYNBAIIA PEAKIUIO IIPpH K. T. B TeueHue 20 muH. Peaknuio racumu mytem podasnenus H,O (10
M), akcTparupoBanu DCM, BeicymmBany Hax 6e3BoaHbIM Na,SOy4, GUIBTPOBaAIN M KOHIIEHTPHPOBAIN A0CYXA.
OcCTaToK OYMINANN C MOMOIIBIO KOJIOHOYHOW (em-xpoMaTorpaduu ¢ IOJydeHHEM YKa3aHHOTO B Ha3BaHUH
coequHeHus (18 mr) B Bume xentoro TBepaoro Bemectea. MC (MOP): macca, paccuntansas anst Cy;HpN4O,4S,
500,6; m/z o pe3ymbTaTam aHamma: 501,2 [M+H]".

Ipumep 9. N-((1R,2R)-2-I'mapoxcutiukionenTun)-5-(2-mMetnin-4-pernokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5, 8-TpuazaanenadTriacH-2-KapOOKCaMHI.
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MOJIYIAIH CIIOCOO0M, aHAIOTHIHBIM CITOCO0y mpumepa 1, cramus A, ¢
npuMeHeHneM S-(2-metmin-4-penokcndennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kap-
00HOBOIT KUCITOTHI (TIpoMexyTouHoe coenaunenue 1) u (1R,2R)-2-amunornmknonenranona. MC (MDOP): macca,
paccuutannas miusa C,7H,4N404S, 500,6; m/z o pesymbratam anammsa: 501,2 [M+H]". 'H sIMP (400 MTIm,
CD;0D): 6 8,34-8,27 (m, 1H), 7,44-7,34 (m, 2H), 7,33-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H),
7,00-6,92 (m, 1H), 6,10-6,03 (m, 1H), 4,18-4,07 (m, 2H), 2,16-2,06 (m, 4H), 2,03-1,94 (m, 1H), 1,82-1,70 (m,
2H), 1,64-1,54 (m, 2H).

Ipumep 10. N-((1R,25)-2-AMuHOIUKIOTEKCHIN)-5-(2-MeTHIT-4-PeHOKCHBeHIN )-4-0Kc0-4, 5 -nurunpo-3H-
1-tna-3,5, 8-TpnazaaneHadTrieH-2-KapOOKCaMHUI.

SRS
S\ AL

|
KNZHN..@Q

HN S

VYkazaHHOe B Ha3BaHUH COCIMHEHHUE IMOIyYalli CII0cOO0M, aHAJIOTHYHBIM cItoco0y mpumepa 5, cragus A-
B, ¢ npumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-
KapOOHOBOM KHCIIOTHI (MMPOMEXKyTOUHOE coenuHeHne 1) m Tper-OyTmi-N-[(1S,2R)-2-aMuHOIIMKIOTEKCHIT| Kap-
6aMaTa; MC (UD2P): macca, paccumrannas mia CogH,sNsOsS, 513,6; m/z mo pesynbratam aHanmza: 514,2
[M+H]".

IMpumep 11. N-((1R,2R)-2-AneramMmuonnkinoneHTi)-5-(2-metun-4-peHokcudenmn)-4-oxkco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKcaMuI.
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Cramus A. N-((1R,2R)-2-AmuHonukoneHTn)-5-(2-mMetni-4-penoxcnpenni)-4-okco-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWM COEIMHEHHE TOJTydall criocoOoM, aHa-
JOTHYHBIM crioco0y mpumepa 5, cragus A-B ¢ npumenenuwem 5-(2-metuin-4-deHokcudenmn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad rrineH-2-kapOOHOBOH KUCIOTHI (IPOMEXYTOUHOE coeJUHEeHHE 1) n TperT-
Ooyrnin-N-[(1R,2R)-2-aMuHOIMKIIONEHTIII |[KapOaMaTa Ha CTaauu A.
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Cramust B. N-((1R,2R)-2-AneramunonnkioneHTni)-5-(2-metun-4-penokcudenmn)-4-oxkco-4,5-nuruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTHMYHBIM cTToco0y mpumepa 1, cragus B ¢ mpumenennem N-((1R,2R)-2-aMHHOITMKIOIEHTHI)-5-(2-METHII-
4-penokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad uneH-2-kapObokcaMuaa U alneTHIXJIOPH-
1a. MC (MU2P): macca, paccunrangas 1usi CoHy7NsO,S, 541,6; m/z 1o pesynsratam aHammsa: 542.4 [M+H]". 'H
SMP (400 MI'n, AMCO-dg): 6 10,20 (s, 1H), 8,32-8,23 (m, 1H), 8,18 (br, 1H), 8,03-7,91 (m, 1H), 7,45-7,37 (m,
2H), 7,36-7,28 (m, 1H), 7,20-7,14 (m, 1H), 7,14-7,02 (m, 3H), 6,98-6,89 (m, 1H), 5,99-5,82 (m, 1H), 4,22-3,97
(m, 2H), 2,03 (s, 3H), 1,98-1,89 (m, 2H), 1,75 (s, 3H), 1,68-1,58 (m, 2H), 1,55-1,46 (m, 1H), 1,42-1,33 (m, 1H).

IMpumep 12. N-((1R,2S)-2- AMHHOTIMKIONIEHTII)-5-(2-MeTH-4-hernokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCaAMHUI.
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VYka3aHHOE B Ha3BaHUM COEIMHEHHE IOJTy4Yal CIIOCOO0OM, aHAJIOTMYHBIM CIIOCO0y mpumepa 5, craaust A-
B, ¢ nmpumenenuem 5-(2-metmn-4-penokcudenun)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadineH-2-
KapOOHOBOH KHUCIIOTHI (IMpOMEXyTouHOoe coequneHne 1) u Tper-0ytmin-N-[(1S,2R)-2-amuHonuKIoneHTri| Kap-
6amara Ha craguu A. [Tomydennyto cons HCI npeBpamanu B cBo6oHOE 0cHOBaHMe ¢ mpumeHeHnem 2 M NaOH
C TIONyYeHWEM YKa3aHHOTO B Ha3BaHWHM coeawHeHus (44 wmr). MC (MDP): macca, paccumraHHas st
C7H,sN505S, 499.6; m/z 1o pesymbratam anammsa: 500,2 [M+H]". '"H SIMP (400 MI'n, CD;OD): & 8,07 (d,
J=3,8, 1H), 7,42-7,33 (m, 2H), 7,21-7,16 (m, 1H), 7,15-7,10 (m, 1H), 7,10-7,05 (m, 2H), 7,05-7,00 (m, 1H),
6,98-6,92 (m, 1H), 5,84-5,77 (m, 1H), 4,4-4,31 (m, 1H), 3,46-3,35 (m, 1H), 2,16-2,01 (m, 5H), 1,94-1,80 (m,
2H), 1,69-1,54 (m, 2H).

ITpumep 13. N-((1R,4R)-4- AMuHOTIMKCITOTEKCIIT)-5-(2-MeTHI-4-heHokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuIeH-2-KapOOKCAMHUI.
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Cramuss A. tper-bBytnn-((1R,4R)-4-(5-(2-metnn-4-penoxcudenn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOKCaMHIO0 )IIUKIIOTeKCHI )KapOaMaT. YKa3aHHOE B Ha3BaHWU COCTUHEHHE TOTyJaTH
CIocoOOM, aHAJIOTHIHBIM CIIOCO0y TpuMepa 5, ctanus A-B, ¢ npumeHeHneM 5-(2-MeTun-4-GpeHOoKCUpEHMIT)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOHOBOW KHUCIOTHI (IIPOMEXYTOUYHOE COCIMHEHUE
1) u Tper-0yTII-N-(4-aMHHOITUKIIOTEKCHIT )KapOamaTa.

Cramus B. N-((1R,4R)-4-AMuHOmMKCIOTeKCHIT)-5-(2-MeTHI-4-heHokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad tunen-2-kapookcaMul. YKa3aHHOE B Ha3BaHWM COEIMHECHHE IONyYalH CIocoOoM,
aHAJIOTUYHBIM crioco0y nmpumepa 1, cragus B, ¢ npumenenuem tpet-0ytun-((1R,4R)-4-(5-(2-metnn-4-dpenoxcn-
(ennn)-4-oxco-4,5-murunpo-3H-1-tua-3,5,8-rpuazaanenad riieH-2-kapOoKcaMuI0 ) IIUKIIOTeKCIT)Kapbamara |
npon-2-eHowrxiopuaa. MC (UDP): macca, paccunrannas 1 CyHyoNsO4S, 567,7; m/z o pe3ynbpratam aHaIH-
3a: 568,4 [M+H]". "H SIMP (400 MI';, IMCO-dg): & 0,15 (br, 1H), 8,34-8,23 (m, 1H), 8,15-7,97 (m, 2H), 7,47-
7,39 (m, 2H), 7,37-7,28 (m, 1H), 7,20-7,15 (m, 1H), 7,14-7,08 (m,2H), 7,08-7,03 (m, 1H), 6,99-6,92 (m, 1H),
6,21-6,13 (m, 1H), 6,08-6,02 (m, 1H), 5,96-5,87 (m, 1H), 5,57-5,51 (m, 1H), 3,80-3,69 (m, 2H), 2,03 (s, 3H),
1,89-1,80 (m, 4H), 1,50-1,39 (m, 2H), 1,33-1,24 (m, 2H).

Ipumep 14. N-((1R,25)-2-(JIuMeTHIAMHUHO ) IUKJIOTEKCHIT)-5-(2-MeTr-4-(heHokcupenun)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYxazaHHOEe B Ha3BaHUH COCIUHEHHE TIOTYJaJIl CIIOCOO0M, aHAIOTHYHBIM CII0co0y mpumepa 7, ctamus B, ¢
npumeneaneM  N-((1R,2S)-2-amuHOnIMKIOTEKCHI)-5-(2-MeTHI-4-(heHokcupenmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaanenadTuieH-2-kapookcamuaa (mpumep 10). MC (MDP): wMacca, paccuuTaHHas is
C;30H;31N5058S, 541,7; m/z o pe3ynbraTam aHanuza: 542,2 [M+H]". 'H sIMP (400 MI', CD;0OD): 6 12,38-12,24
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(m, 1H), 9,70 -9,58 (m, 1H), 8,40-8,32 (m, 1H), 7,41-7,36 (m, 2H), 7,20-7,12 (m, 2H), 7,11-7,07 (m, 2H), 7,00-
6,98 (m, 1H), 6,97-6,93 (m, 1H), 6,08-5,99 (m, 1H), 4,94-4,84 (m, 1H), 3,13-3,01 (m, 1H), 2,99-2,74 (m, 6H),
2,74-2,65 (m, 1H), 2,36-2,28 (m, 1H), 2,25-2,15 (m, 2H), 2,12-2,08 (m, 3H), 2,06-2,01 (m, 1H), 1,66-1,45 (m,
3H).

IMpumep 15. N-((1R,4R)-4-T'mapoxcurukinonorekcnn)-5-(2-MmeTuin-4-peHokcudeHmn)-4-okco-4,5-muru-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHHE IOTydan CIIocoO0OM, aHAJIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-denokcudennn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
00HOBOIT KHCIOTHI (TpoMexkyTouHoe coenuHenne 1) u (1R,4R)-4-amunonmknorekcanona. MC (MDP): macca,
paccuutannas s CygHpgN4O4S, 514,6; m/z 1o pesynbraTam aHammsa: 515,80 [M+H]".

Mpumep 16. N-((18S,4S)-2-I'unpoxcunuriorekcuin)-5-(2-metun-4-penoxcudenmn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHHE MOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-denokcudennn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
00HOBOHM KHCIIOTHI (TIpoMekyTouHoe coenuHeHue 1) u (1S,4S)-4-amunonnknorekcanona. MC (MOP): macca,
paccuutannas it CogHoeN4O4S, 514,6; m/z mo pesynpratam aHamusza: 515,70 [M+H]". 'H aMP (400 MTIm,
JIMCO-de): 6 10,34-10,21 (m, 1H), 8,38 -8,24 (m, 1H), 8,16-7,89 (m, 1H), 7,49-7,42 (m, 2H), 7,40-7,34 (m,
1H), 7,24-7,17 (m, 1H), 7,16-7,11 (m, 2H), 7,10-7,07 (m, 1H), 7,01-6,95 (m, 1H), 6,03-5,84 (m, 1H), 4,43-4,36
(m, 1H), 3,84-3,74 (m, 2H), 2,07 (s, 3H), 1,85-1,67 (m, 4H), 1,56-1,44 (m, 4H).

Ipumep 17. N-((1R,2S5)-2-(JInMeTHIIaAMHHO )IIUKJIONIEHTH )-5-(2-MeTr-4-henokcupenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tpruazaanenad TuiaeH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHWU COCTUHCHHUE MOIYYad CIIOCOOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 7 ¢ IpuMeHe-
HUeM  5-(2-metni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIIOTHI (TIpoMexxyTouHOoe coeauaenne 1) u tper-0yTmin-N-[(1S,2R)-2-aMuHOIMKIOIEHTIIT| KapOamaTa Ha cTa-
mau A. MC (MDP): macca, paccumtannas mis CooH,oNsO;S, 527,6; m/z nmo pesymbratam aHanmmza: 528,2
[M+H]". 'H SIMP (400 MI'y, CD;0D): & 8,21-8,13 (m, 1H), 7,42-7,34 (m, 2H), 7,28-7,18 (m, 1H), 7,17-7,11 (m,
1H), 7,09-7,06 (m, 2H), 7,05-7,01 (m, 1H), 6,99-6,91 (m, 1H), 5,95-5,83 (m, 1H), 4,58-4,44 (m, 1H), 2,63-2,52

(m, 1H), 2,41-2,32 (m, 6H), 2,14-2,10 (m, 3H), 2,07-1,97 (m, 3H), 1,87-1,79 (m, 2H), 1,75-1,65 (m, 1H).
Ipumep 18. N-((1R,4R)-4-Merouukionorekcmn)-5-(2-metmi-4-peHokcudpermn )-4-oxco-4, S-aurunpo-3H-

1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOoKcaMu .
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Yka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHneM S-(2-metmin-4-penokcndennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kap-
00oHOBOW KHCIOTHI (TMpoMexyTtounoe coeanHenue 1) m (1R,4R)-4-meromuknorekcamuna. MC (MOP): macca,
paccunranHas maa CooH,sN,0,S, 528,6; m/z mo pesynsTaTaMm aHammsa: 529,2 [M+H]'. 'H NMR (400 MI,
JMCO-dg u CD;0D): 8 8,24 (d, J=5,2 I'u, 1H), 7,40-7,29 (m, 2H), 7,27-7,20 (m, 1H), 7,14-7,06 (m, 1H), 7,06-
7,00 (m, 2H), 7,00-6,96 (m, 1H), 6,94-6,84 (m, 1H), 5,95 (d, J=5,3 T'u, 1H), 3,83-3,68 (m, 1H), 3,22 (s, 3H),
3,12-3,05 (m, 1H), 2,11-1,95 (m, 5H), 1,91-1,80 (m, 2H), 1,44-1,30 (m, 2H), 1,21-1,15 (m, 2H).
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Mpumep 19. N-((18,45)-4-((E)-2-llnaHo-3 -IIUKIONPONMITAKPUIAMHIO ) IUKIOTeKCH )-S5 -(2-MeThin-4-¢e-
Hokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenad trineH-2-kapOokcamu .
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Cramust A. N-((185,4S)-4-amuHonmkiorekcmn)-5-(2-metuin-4-penoxcudennn)-4-oxco-4,5-qurunpo-3H-1-
THa-3,5,8-TpuazaaneHadTricH-2-kapOokcamMul. YKa3aHHOE B Ha3BAaHUH COCJAMHEHHE TONYYall CIIOCOOOM, aHa-
JIOTUYHBIM crioco0y mpumepa 1, craaus A, ¢ MpUMeHeHHeM 5-(2-MeTnuin-4-GeHokcudeHmn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapO0OHOBON KHCIOTHI (ITPOMEXKYTOUYHOE COeAMHEHHE 1) M TpeT-OyTHiI-
((1S,4S)-4-amuHOTIMKIIOTeKCHIT)Kapbamara.

Cramqus B. N-((18,4S)-4-((E)-2-11lnano-3-IUKIONMPONMMIAKP UIIAMHJIO ) ITUKIOT €KCHIT)-5 -(2-Me TrIT-4 -
(dhenoxcudennn)-4-oxco-4,5-nguruapo-3H-1-tua-3,5,8-rpuazaanenadrmien-2-kapookcamua. K pacteopy (E)-2-
[IUaHO-3-IIUKJIOTIPOTHIIIIPOIT-2-eHOBOM KUCIOTHI (27 mr, 0,20 MmMoib), HATU (114 mr, 0,300 MMOJIB) U TPUITH-
namuHa (40 wmr, 0,40 mmoms) B DMF (2 mi) moGaemsmm N-((1S,4S)-4-aMHHOIMKITOTEKCHIT)-5-(2-MeTHI-4-
(enokcupenmn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadpTuien-2-kapookcamus (Taxkxke mpumep 25,
103 mr, 0,200 MMOJB) U MepeMEIINBaly MpH K. T. B TeueHue 4 4. CMech OUMIIAIU C MOMOIIBI0 KOJOHOYHON
(nem-xpomarorpaduu, 3aTeM ¢ momorbpko npemnapatuBHoi TLC ¢ mody4eHHeM YKa3aHHOTO B Ha3BaHHUU COCIIH-
Hernus (43 wr, Beixox 33%). MC (UDP): macca, paccuurannas mist C3sH3NgO4S, 632,7; m/z mo pesynpratam
anammsa: 633,2 [M+H]". 'H SIMP (400 MI'u, IMCO-dg): 8 10,17 (br, 1H), 8,40-8,24 (m, 1H), 7,94-7,78 (m,
1H), 7,76-7,61 (m, 1H), 7,46-7,40 (m, 2H), 7,39-7,28 (m, 1H), 7,21-7,15 (m, 1H), 7,13-7,03 (m, 3H), 6,99-6,88
(m, 2H), 6,04-5,86 (m, 1H), 3,92-3,81 (m, 1H), 3,79-3,72 (m, 1H), 2,04 (s, 3H), 1,85-1,50 (m, 9H), 1,20-1,08
(m, 2H), 0,99-0,81 (m, 2H).

IMpumep 20. N-((18S,25)-2-I'napokcutiukionenTn)-5-(2-mMetnin-4-penokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE MOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-denokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
0OOHOBOH KHCIJIOTHI (IIpoMexyTouHoe coeauHenue 1) u (1S,2S)-2-amunonmknonenraHona. MC (MOP): macca,
paccuutannas i C,7H,yN,0,4S, 500,6; m/z mo pesymeratam anamusza: 501,1 [M+H]". 'H sIMP (400 MTI'n,
CD;OD): 6 8,34-8,27 (m, 1H), 7,44-7,34 (m, 2H), 7,33-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H),
7,00-6,92 (m, 1H), 6,10-6,03 (m, 1H), 4,17-4,07 (m, 2H), 2,19-2,09 (m, 4H), 2,03-1,95 (m, 1H), 1,80-1,72 (m,
2H), 1,64-1,55 (m, 2H).

IMpumep 21. 5-(2-Metun-4-dpenokcndennn)-N-((1R,2R)-2-(MeTHIAMIHO ) ITUKIOTIEHTI )-4-0KC0-4,5-11-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTaiieH-2-kapOoKcaMHu/I.
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Cramus A. N-((1R,2R)-2- AMUHOIUKIIONCHTHN )-5-(2-MeTHI-4-heHokcudeHmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiIeH-2-KapOoKcaMuI. YKa3aHHOE B HA3BaHWH COCTUHEHHE IMOJIyJalid CIIoCOOOM, aHa-
JIOTUYHBIM croco0y mpumepa 5, craaus A-B, ¢ npumeneHueMm 5-(2-metnn-4-peHokcudenrn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad rrineH-2-kapOOHOBOH KUCIOTHI (IPOMEXYTOUHOE coeJUHEeHNE 1) n Tper-
Ooytnin-N-[(1R,2R)-2-aMuHOIMKIIONEHTII |[KapOaMaTa Ha CTaaun A.

Cramuss  B. 5-(2-Merun-4-denokcudenmn)-N-((1R,2R)-2-(meTnnamuno ) iipknoneHTn )-4-okco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapookcamua. PactBop N-((1R,2R)-2-amunonukmonenTn)-5-(2-
metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamuna (248 wr,
0,463 MMmoib), napa-popmansaeruaa (2 r), mosekyisipHoro cura 4A (4 r) 8 DCM (75 mur) nepeMermBany npu
K. T. B atMmoctepe N, B TeueHne 16 4. CMech GHUIBTPOBAIN W KOHIICHTPUPOBAIH JTOCYXa C TIOJydEeHUEM yKa3aH-
HOTO B Ha3Baumm coenuHeHus (19 mr, Beixox 8%). MC (MDP): macca, paccuntanHas st CogH,7NsO3S, 513,6;
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m/z mo pesysbTataM ananuza: 514,7 [M+H]".
IMpumep 22. N-((1R,2R)-2-AMuHOIMKIONEHTHN)-5-(2-MeTHI-4-Qenokcndennn)-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpuazaaneHad TuICH-2-KapOOKCAMHUI.
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VYka3aHHOE B Ha3BaHUM COEIUHEHHE IOJIy4Yall CIIOCOO0OM, aHAJIOTMYHBIM CIIOCO0y mpumepa 5, craaust A-
B, ¢ nmpumenennem 5-(2-metmn-4-penokcudenun)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadrineH-2-
KapOOHOBOH KHCIOTHI (IpoMexxyTouHoe coeanHenue 1) u Tper-0ytun-N-[(1R,2R)-2-amuHonmkiIonenTui]| xap-
Oamara Ha ctamuu A. MS (ESI): macca, paccuntannas s C,,H,5N50;S, 499,6; m/z mo pe3ynpraTtam aHamu3a:
500,1 [M+H]". '"H NMR (400 MTI'ti, IMCO-d¢ u CD;0D): & 8,05-7,98 (m, 1H), 7,38-7,28 (m, 2H), 7,12-7,05
(m, 2H), 7,05-6,98 (m, 2H), 6,98-6,94 (m, 1H), 6,89-6,84 (m, 1H), 5,70-5,65 (m, 1H), 4,04-3,86 (m, 2H), 3,29-
3,22 (m, 1H), 2,10-2,00 (m, 2H), 1,99-1,96 (m, 3H), 1,74-1,62 (m, 3H), 1,56-1,47 (m, 1H).

IIpumep 23. N-((1S,4S)-4-IlnanaMuIOIUKIOTeKCHIT)-5-(2-MeT-4-pernokcudennn )-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMul.
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K pactBopy N-((18,45)-4-amuHonukiorekcmn)-5-(2-metun-4-peHokcudermn )-4-okco-4,5-nmurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadrmieH-2-kapookcamuna (npumep 25, 103 mr, 0,200 Mmonsp) u TpudTHIaMuHa (40 Mmr,
0,4 mmois) B DCM (5 M) gobaemsun BrCN (21 mr, 0,2 0 MMOITB) U MepeMEIIUBAIM TP K. T. B TCUCHHE 2 Y.
CMech OYHIIANK C TIOMOIIBI0 KOJOHOYHOH (uieni-xpoMarorpaduu ¢ MoydYeHHEM yKa3aHHOTO B HAa3BaHHUHU CO-
enuneHus (30 mr, Berxon 28%). MC (U3P): macca, paccunrannast 1uist CyoHysNgO3S, 538,6; m/z o pesynsTatam
anammsa: 539,3 [M+H]". 'H SIMP (400 MI', .JIMCO-dg): & 10,22 (br, 1H), 8,37-8,21 (m, 1H), 8,15-7,89 (m,
1H), 7,46-7,40 (m, 2H), 7,40-7,29 (m, 1H), 7,20-7,16 (m, 1H), 7,13-7,09 (m, 2H), 7,08-7,04 (m, 1H), 6,99-6,93
(m, 1H), 6,80-6,70 (m, 1H), 6,04-5,83 (m, 1H), 3,87-3,76 (m, 1H), 3,37-3,35 (m, 1H), 2,04 (s, 3H), 1, 75-1, 57
(m, 8H).

Ipumep 24. N-((1R,3S)-3-(JIuMeTHIIaMHUHO ) IUKJIOTEKCHIT)-5-(2-MeTri-4-heHokcupenun)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMuI.
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Cramus A. N-((1R,3S)-3-AmuHonukmorekcmn)-5-(2-metuin-4-penoxcudenmn)-4-oxco-4,5-muruapo-3H-1-
tHa-3,5,8-TpuazaaneHadTricH-2-kapOokcaMul. YKa3aHHOE B HA3BAaHUH COCJAMHEHHE TONYYall CIIOCOOOM, aHa-
JIOTUYHBIM crioco0y npumepa 1, craaus A, ¢ npumeHeHneM 5-(2-metmi-4-peHokcudenun)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOHOBOH KHCIIOTHI (mpoMexyTouHoe coemunenue 1) u (1S,3R)-
LIUKIJIOTeKcaH-1,3-muaMuna.

Cramus  B.  N-((1R,3S)-3-(IumeTrinaMuHO )IUKIOTEKCHI)-5-(2-MeTri-4-penokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuaszaaneHad rineH-2-kapOokcaMua. YKa3aHHOEC B HAa3BAaHWU COCAWHCHHC TOTYYaTH
CIocoOOM, aHAJIOTWYHBIM ONHCAaHHOMY B mpumepe 7, ctaausa B. MC (MDOP): macca, paccumraHHas s
C30H3N505S, 541,7; m/z o pesynsraTam anammsa: 5422 [M+H]'. 'H ssmMP (400 MI'y, CD;0D): & 8,17 (d,
J=5,6 I'n, 1H), 7,42-7,35 (m, 2H), 7,25-7,20 (m, 1H), 7,17-7,12 (m, 1H), 7,11-7,06 (m, 2H), 7,05-7,02 (m, 1H),
7,00-6,93 (m, 1H), 5,91 (d, J=5,6 T'u, 1H), 3,98-3,89 (m, 1H), 2,59-2,49 (m, 1H), 2,37 (s, 6H), 2,24-2,18 (m,
1H), 2,11 (s, 3H), 2,02-1,97 (m, 1H), 1,95-1,86 (m, 2H), 1,49-1,39 (m, 2H), 1,35-1,30 (m, 2H).

IMpumep 25. N-((1S,4S)-4- AMUHOTIMKIIOTEKCHIT)-5-(2-MeTm-4-hernokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuIeH-2-KapOOKCAMHU/I.
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VYka3aHHOE B 3aroJIOBKE COEAMHEHHE noiydeHo B mpumepe 19 na cragun A. MC (MDP): macca, paccun-
tanHas a1 CygHy7N5O3S, 513,6; m/z mo pesynbraram aHanmza: 514,3 [M+H]+.

Ipumep 26. 5-(2-Metmn-4-¢penoxcudenmnn)-4-okco-N-((1R,2R)-2-nmponmnoHaMuI0IUKIIONICHTUT)-4, 5 -
murunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-KkapOOKCaMUI.
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VYkazaHHOE B HA3BaHUH COCIMHEHUE TIOTYJIH CIIOCOO0M, aHAIOTHIHBIM crioco0y mpumMepa 11, cramus B ¢
npumeHerneM  N-((1R,2R)-2-amuHonmknonenTn)-5-(2-metuin-4-penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadriieH-2-kapookcamuna (nmpumep 11, mponaykr cragum A) u mpomnaHownxiaopuaa. MC
(3P): macca, paccuntannas it C3;0HyoNsO4S, 555,6; m/z mo pesynpratam aHamusa: 556,6 [M+H]". 'H SIMP
(400 MI', AMCO-dg): 6 10,20 (s, 1H), 8,39-8,03 (m, 2H), 7,92-7,83 (m, 1H), 7,46-7,37 (m, 2H), 7,37-7,27 (m,
1H), 7,19-7,13 (m, 1H), 7,12-7,03 (m, 3H), 6,98-6,91 (m, 1H), 5,98-5,80 (m, 1H), 4,16-4,02 (m, 2H), 2,05-1,98
(m, 5H), 1,97-1,89 (m, 2H), 1,68-1,59 (m, 2H), 1,56-1,47 (m, 1H), 1,42-1,34 (m, 1H), 0,92 (t, J=7,6 I'u, 3H).
[Ipumep 27. N-((1RS,2RS)-2-T'unpokcuukiiorekcmn)-5-(2-metmi-4-peHokcup eHmn )-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYkazaHHOEe B Ha3BaHWU COCTUHECHHUE MOTYYad CIIOCOOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 3 ¢ IpuMeHe-
HUeM  5-(2-metni-4-peHokcudenn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad runeH-2-kapOoHOBOH
KHCIOTHI (TpoMexxyTounoe coenurenne 8) u (1RS,2RS)-2-amunonmkiiorekcanona va craauu B. MC (MOP):
Macca, paccauranHas 111 CosHagN,O4S, 514,6; m/z mo pesyasTatam aHammsa: 515,1 [M+H]™ 'H aMmp (400
MTI'u, CD;0D): 6 8,36-8,31 (m, 1H), 7,44-7,34 (m, 2H), 7,33-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m,
3H), 7,00-6,92 (m, 1H), 6,10-6,03 (m, 1H), 4,06-3,90 (m, 2H), 2,13 (s, 3H), 1,87-1,76 (m, 3H), 1,67-1,59 (m,
3H), 1,50-1,38 (m, 2H).

[Ipumep 28. N-LuknonenTun-5-(2-metmi-4-peHokcudeHmn )-4-okco-4,5-qurunpo-3H-1-tua-3,5,8-
TpuasaaneHaTHIeH-2-KapOOKCaMUJI.
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VYka3zaHHOE B Ha3BaHWUU COCAMHCHUE IOJIYYATH CIIOCOOOM, aHATIOTHYIHBIM CIIOCO0Y mpuMepa 1, cragus A ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudennn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
OOHOBOI KHCIIOTHI (IPOMEKYTOYHOE coenuHEeHUEe 1) M IUKIONeHTaMuHa, 0e3 ynaneHus 3ammutel HCl/MeOH.
MC (M3P): macca, paccuntanHas qui C,7HouN,O5S, 484,6; m/z mo pesymbraTaM aHammsa: 485,2 [M+H]". 'H
SMP (400 MI'y, CD;0D): & 8,32 (d, J=5, 6 T', 1H), 7,45-7,36 (m, 2H), 7,34-7,27 (m, 1H), 7,22-7,14 (m, 1H),
7,12-7,03 (m, 3H), 7,02-6,92 (m, 1H), 6,06 (d, J=5,5 I'y, 1H), 4,35-4,26 (m, 1H), 2,12 (s, 3H), 2,06-1,98 (m,
2H), 1,83-1,75 (m, 2H), 1,67-1,56 (m, 4H).

Ipumep 29. N-((1R,2R)-2-(JInMeTHIAMHHO )IIUKJIONEHTH )-5-(2-MeTr-4-henokcudpenun)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHHM COEAWHEHHUE MOJyJaId CIIOCOO0M, aHAIOTHYHBIM cIloco0y npumepa 7, ctagus B, ¢
npumenerneM  N-((1R,2R)-2-amuHonmkiorekcmn)-5-(2-metuin-4-penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadrmieH-2-kapookcamuna (nmpumep 22). MC (UDP): wmacca, paccumTaHHas s
C0H0N505S, 527,6; m/z o pesynbTatam aHammsa: 528,0 [M+H]".

Mpumep 30. N-((11,3s,5R,7S)-3-I'mapokcnanamantan-1-mn)-5-(2-metuin-4-penokcupennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

©/O\©(Nj\NH
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoO0OM, aHAIOTHYHBIM CIIOCO0Y mpuMmepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nurunapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
060HOBOHM KHCHOTHI (TIpoMexxyTouHoe coeamHenue 1) u (1S,3r,5R,7S)-3-amunoanamanran-1-oma. MC (U3P):
Macca, paccuntannas st C3,HzgN4O4S, 566,7; m/z o pesynbraTam aHamusa: 567,0 [M+H]".
[Mpumep 31. 5-(2-Metunn-4-penoxcndennn)-N-(2-(METHIAMUHO ) TUKJIOTEKCHIT)-4-0Kc0-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TriieH-2-kapOoKcaMuI.
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Cramust  A. 5-(2-Merun-4-penokcupennn)-4-okco-N-(2-oKkconMKIOKIoreKcn)-4,5-muruapo-3H-1-tna-
3,5,8-tpnazaanenadrunen-2-kapookcamua. K pactBopy N-(2-ruapoxcunukiorekcun)-5-(2-metuin-4-peHox-
cudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadpruncH-2-kapbokcamua (mpumep 36, 800 mr, 1,55
mmoibs) B DCM (10 mur) nobasisiin nepruoaunal Jlecca-Mapruna (988 wmr, 2,33 MMoub) 1 00ecriednBany peak-
IUI0 TIPU K. T. B TedeHHWe 4 4, KOHUECHTPUPOBAIH JOCYXa M OYMINAIM C ITOMOIIbIO KOJOHOYHOH (iem-
XpoMaTorpaduu ¢ MOJyICeHHEM yKa3aHHOTO B Ha3BaHWHU COCAMHEHHUS B BHJIE JKEITOTO TBepaoro Bemiecta (500
MT).

Cramus B. 5-(2-Metmn-4-henoxcndennn)-N-(2-(MeTHIaMUHO JITUKIOTeKCH )-4-0kc0-4,5-nuruapo-3H-1-
THa-3,5,8-TpuazaanenadTuieH-2-kapookcamua. K pactBopy  5-(2-metmin-4-penokcudennn)-4-okco-N-(2-
oKcommKIIoTeKCc)-4,5-muruapo-3H-1-tna-3,5,8-tpuazaanenad trnen-2-kapookxcamuaa (500 mr, 0,98 mmois) B
DCM (5 mn) mo6asnsimm MetmnamuH (5 M) 1 NaBH(OAc); (50 0 mr, 0,98 MMoJIb) M 0OecTieunBaiyi peakiinio
IpH K. T. B TedeHue 4 4. Peakumio racunu myrem no6asnenns H,O (20 min), skctparuposamn DCM, BrIcymnBa-
mm Hax 6e3BoaHbIM Na,SOy4, GUIBTPOBaIM M KOHLIEHTPUPOBAIH ocyxa. OCTaTOK OYHIIAIH ITOCPEICTBOM KOJIO-
HOYHOW (prauI-xpomarorpaduu ¢ NOITyYCHHEM yKa3aHHOTO B Ha3BaHHM COCIUHEHHS B BHJE JKEJITOTO TBEPIOTO
BerrectBa (200 mr). MC (U3P): macca, paccunrtannas st CyoHpoNsO3S, 527,6; m/z mo pe3yibpraTtam aHau3a:
528,2 [M+H]". 'H SIMP (400 MI'u, CD;0OD): & 8,38 (s, 1H), 8,35-8,29 (m, 1H), 7,44-7,34 (m, 2H), 7,30-7,25
(m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H), 7,00-6,92 (m, 1H), 6,12-6,05 (m, 1H), 4,72-4,02 (m, 1H), 3,38-
3,01 (m, 1H), 2,77-2,64 (m, 3H), 2,29-2,15 (m, 1H), 2,15-2,05 (m, 3H), 2,04-1,73 (m, 4H), 1,65-1,38 (m, 3H).

Ipumep 32. N-((1S,2S5)-2-(JIuMeTHIIAMHHO )IUKJIONIEHTH )-5-(2-MeTr-4-henokcuenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUHU COEIUHEHHE MOJIYyYaln CIIOCOO0M, aHAJIOTMYHBIM CIOCO0y mpuMepa 7, ctaaus B ¢
npumenenneM  N-((1S,2S5)-2-amuHOIMKIIONIEHTI )-5-(2-MeTHI-4-(heHokcupennn)-4-okco-4,5-muruapo-3H-1-
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tHa-3,5,8-TpuazaaneHadrmieH-2-kapookcamuna (nmpumep 41). MC (MDP): wmacca, paccumTtaHHas s
C0H0N505S, 527,6; m/z o pesynbTatam aHammsa: 528,1 [M+H]".

IMpumep 33. N-((1R,2S)-2-AMHHOIMKIOTEKCHI)-5-(2-MeTmin-4-henokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCAMHUI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE TIOTYYAH CIIOCOO0M, aHAIOTHYHBIM crtoco0y nmpumepa 11, cragun A-
B, ¢ mpumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TriieH-2-
KapOOHOBOM KHUCIOTHI (TIpoMexkyTouHoe coeamaenne 1) u TpeT-0yTun-N-[(1S,2R)-2-aMUHOIMKIOTIEHTHI| Kap-
O6amara Ha ctamuu A. MC (MDP): macca, paccuntannas st C3gHyoNsO4S, 555,6; m/z o pe3ysbpraraM aHamm3a:
556,2 [M+H]". '"H SIMP (400 MI'r, CDCly): & 9,55-9,38 (m, 1H), 8,37-8,27 (m, 1H), 7,41-7,33 (m, 2H), 7,19-
7,13 (m, 2H), 7,11-7,05 (m, 2H), 7,01-6,89 (m, 3H), 6,18-6,04 (m, 1H), 6,01-5,93 (m, 1H), 4,20-4,07 (m, 2H),
2,12-2,09 (m, 3H), 2,07 (s, 3H), 2,02-1,98 (m, 1H), 1,88-1,75 (m, 3H), 1,65-1,56 (m, 4H).

Ipumep 34. 5-(2-Metmi-4-dpenokcudennn)-4-okco-N-((1R,2S)-2-nmponnoHaMuIOITUKIIONICHTT)-4, 5 -
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COEMHEHHE TI0JIyHYalll CI0CO00M, aHAJIOTMYHBIM crioco0y mpumepa 11, ctagus A-
B, ¢ nmpumenennem 5-(2-metmn-4-dpenokcudenun)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadrineH-2-
KapOOHOBOH KHCIOTHI (TIpoMexyTouHoe coequHeHue 1) u Tper-OyTmi-N-[(1S,2R)-2-amuHonMKIIONEHTHIT|Kap-
Oamara Ha cTaguu A U ¢ IpUMEHEeHHeM IponaHomnxiaopuaa Ha ctaguu B. MC (MOP): macca, paccuntaHHas aist
C30HN50,S, 555, 6; m/z mo pesyneratam aHamusa: 556,2 [M+H]". 'H siMP (400 MI', CD;0D): 6 8,29 (d,
J=5,0, 1H), 7,45-7,35 (m, 2H), 7,32-7,25 (m, 1H), 7,20-7,14 (m, 1H), 7,12-7,03 (m, 3H), 7,01-6,92 (m, 1H), 6,04
(d, J=5,3, 1H), 4,44-4,30 (m, 2H), 2,25-2,17 (m, 2H), 2,11 (s, 3H), 2,08-1,97 (m, 2H), 1,93-1,84 (m, 1H), 1,78-
1,60 (m, 3H), 1,08 (t, J=7,6, 3H).

Ipumep  35.  5-(2-Metun-4-henoxcudenmn)-4-oxco-N-((1R,2S)-2-nponmmonamugonukinorekcnn )-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.
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K pactBopy N-((1R,25)-2-amunHouknorekcun)-5-(2-metuin-4-perokcudermn )-4-okco-4,5-nmurunpo-3H-1-
THa-3,5,8-TpuazaanenadtuieH-2-kapookcamuaa (mpumep 10, 150 mr, 0,29 mmons) B DCM no6aBisiii TpUITH-
JTaMUH, 3aTeM T0 KaIuIsiM A00aBisui npomanowponanoat (38 mr, 0,29 mmoins) B DCM u nepemMemnBaii npu
K. T. B Te4eHHe 2 4. Peakmuro KOHIIGHTPHPOBAIHM NO0CyXa W OYHWINAIM C IOMOIIBI0 KOJIOHOYHOW iem-
xpomarorpaduu, 3aTeM ¢ momouipio npernaparuBHoi TLC ¢ momydeHneM yKa3aHHOTO B HA3BaHUH COCIUHCHUS B
BHJIE KeNTOTO TBepaoro Bemectsa (55 mr). MC (MOP): macca, paccunrannas mist Cs1H; NsO4S, 569,7; m/z mo
pesymbTatam aHanmsa: 570,3 [M+H]'. 'H SIMP (400 MTIw, CDCl): 8 9,72-9,60 (m, 1H), 8,45-8,30 (m, 1H),
7,41-7,37 (m, 3H), 7,23-7,14 (m, 2H), 7,10-7,06 (m, 2H), 7,00-6,93 (m, 2H), 6,52-6,31 (m, 1H), 6,26-6,06 (m,
1H), 4,31-4,22 (m, 1H), 4,16-4,08 (m, 1H), 2,43-2,25 (m, 2H), 2,16-2,05 (m, 3H), 1,97-1,89 (m, 1H), 1,78-1,68
(m, 3H), 1,62-1,41 (m, 4H), 1,21-1,13 (m, 3H).

Mpumep 36.  N-((1RS,2RS)-2-I'mapokcunmkinorexcui)-5-(2-metmi-4-penokcudenmn)-4-oxco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOoKkcamMu.
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE IOTydan CIIocoO0OM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
0OHOBO KUCITOTHI (IpoMekyTouHoe coeaunenue 1) u (1RS, 2RS)-2-amunonuknorekcanona. MC (MDP): macca,
paccunranHas s C,gHyeN,O,4S, 514,6; m/z mo pesynsTatam aHanmsa: 515,2 [M+H]" 'H aMP (400 MTIn,
CD;0D): 6 8,35-8,26 (m, 1H), 7,46-7,35 (m, 2H), 7,31-7,28 (m, 1H), 7,19-7,12 (m, 1H), 7,08-7,04 (m, 3H),
7,00-6,93 (m, 1H), 6,09-6,02 (m, 1H), 3,85-3,74 (m, 1H), 3,56-3,43 (m, 1H), 2,11 (s, 3H), 2,05-1,93 (m, 2H),
1,82-1,66 (m, 2H), 1,39-1,27 (m, 4H).

IMpumep 37. N-((1R,2S)-2- AMHHOIIMKIONEHTII)-5-(2-MeTH-4-hernokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHUI.
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VYka3aHHOe B Ha3BaHWUU COCIUHEHHUE TIOTyUJaIH CIIOcOO0M, aHAJIOTHIHBIM CIToco0y mpumepa 11, cragus A-
B, ¢ nmpumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TriieH-2-
KapOOHOBOH KHCIJIOTHI (IIpoMexXyTouHOe coeanHenue 1) u tper-0ytmin-N-[(1S, 2R)-2-aMUHOIMKIIONEHTHII] Kap-
Oamara Ha cTaguM A M C IIPUMEHEHHEM aneTwixiopuaa Ha craauu B. MC (MOP): macca, paccuntanHas s
CyoH,7N504S, 541,6; m/z o pe3ynbTaTam ananusza: 542,2 [M+H]+. 'H amP (400 MTI'ti, CD;0OD): 6 8,31 (d, J=5,
6, 1H), 7,43-7,36 (m, 2H), 7,32-7,24 (m, 1H), 7,19-7,13 (m, 1H), 7,11-7,03 (m, 3H), 7,00-6,93 (m, 1H), 6,08-
6,03 (m, 1H), 4,44-4,28 (m, 2H), 2,14-2,09 (m, 3H), 2,09-1,97 (m, 2H), 1,95-1,92 (m, 3H), 1,92-1,81 (m, 1H),
1,77-1,59 (m, 3H).

Mpumep 38. N-((1R,2R)-2-AMuHOnMKIOTEKCHN)-5-(2-MeTHII-4-QeHokcnpennn)-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCaAMHU/I.
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Cramust A. tper-bytmn-((1R,2R)-2-(5-(2-metun-4-dpenokcudenun)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-
TpuraszaaneHadTHICH-2-KapOoKcaMHI0 ) IMKIOTeKCHI)kapbamar. ObecreunBaiy peakiuio pacTBopa 5-(2-MeTu-
4-¢penoxcudennn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad rrieH-2-kapooHmxinopuaa  (IpoMexy-
TouHOe coeauHeHue §, 980 wmr, 2,25 mmois), Tper-0yTmin-N-[(1R,2R)-2-amunoruknorekcmi |kapbamara (1,0 T,
4,7 MMonb) U TpudTHIaMuHa (227 mr, 2,2 5 mmoinbs) B DCM (10 mu1) mipu K. T. B TedeHue 2 4, 3ateM racwim H,O
(10 mu), sxcrparupoBan DCM, BeicymmBany Haj 0e3BogHBIM Na,SOy4, GHIIBTPOBATN W KOHIICHTPUPOBAIH J10-
CyxXa C IOJIy4eHHEM YKa3aHHOTO B HAa3BAHWU COCIWHEHUS B BUIE JKENTOro TBepaoro memectsa (1,3 T, BEIXOX
94%).

Cramus B. N-((1R,2R)-2-AmuHonukmorekcmn)-5-(2-metun-4-penokcudenmn)-4-oxco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaanenadtuieH-2-kapookcamua. K pactBopy TpeT-OyTHi-((1R,2R)-2-(5-(2-MeTnn-4-peHok-
cudenmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOoKcaMH 10 )IUKIOTeKCHIT ) KapOamaTa
(1,3 1, 2,1 mmois) B MeOH (10 mur) no6asmnsimu koHeHTpuposannyto HCl (2 mit) u nepememmBany npu K. T. B
teuenne 20 MuH. Peakiro racuim myrem no6asienust HyO (10 mi), sxcrparupoBanmn DCM, BeICymuBamu Haz
6e3BoHBIM Na,SOy4, GHIBTPOBANIN U KOHIEHTPUPOBAIN J0ocyXa. OCTATOK OYHMIAIN MOCPEACTBOM KOJIOHOYHOM
¢rem-xpomartorpaduu ¢ HOIyYeHHEM YKa3aHHOTO B Ha3BaHWU COCMHEHMS B BHIE XKEJITOTO TBEPJIOTO BELIECTBA
(800 mr, BeIXOA 74%). MC (U3P): Macca, paccunrannas anst CysHpsNsO3S, 513,6; m/z mo pe3ynbraTaM aHaIH-
3a: 514,1 [M+H]". '"H SIMP (400 MI'u, CD;0D): & 8,16-8,12 (m, 1H), 7,42-7,33 (m, 2H), 7,27-7,12 (m, 2H),
7,09-7,01 (m, 3H), 7,00-6,92 (m, 1H), 5,91-5,85 (m, 1H), 3,91-3,81 (m, 1H), 3,11-2,96 (m, 1H), 2,13-2,01 (m,
5H), 1,85-1,77 (m, 2H),1,55-1,35 (m, 4H).

IMpumep 39. N-((1S,2R)-2-I'mapokcutiukionenTun)-5-(2-mMetnin-4-penokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYka3zaHHOE B Ha3BaHUM COCIAMHCHHUE MOIYYaH COCOOOM, aHAOTHYHBIM CIOCO0y mpuMepa 3, ctaauu A-
B, ¢ mpumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TuiieH-2-
KkapOoHOBOM KuCHOTH U (1R,2S)-2-amuHonmkmonenranona Ha cranun B. MC (MUDP): macca, paccuuTanHas s
C,7H,,N,0,S, 500,6; m/z no pesyabratam aHammsa: 501,2 [M+H]". 'H sIMP (400 MTI', CD;0D): ¢ 8,34-8,27
(m, 1H), 7,44-7,34 (m, 2H), 7,33-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H), 7,00-6,92 (m, 1H), 6,10-
6,03 (m, 1H), 4,26-4,11 (m, 2H), 2,12 (s, 3H), 2,05-1,87 (m, 3H), 1,79-1,60 (m, 3H).

IIpumep 40. N-((18S,2S)-2-AMHHOTIMKIONEHTII)-5-(2-MeTHI-4-hernokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCAMHU/I.
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VYka3aHHOE B Ha3BaHUM COEAMHEHUE MOJTyYaInd CIIOCOO0M, aHAIOTHYHBIM crioco0y npumepa 11, cramum A-
B, ¢ nmpumenennem 5-(2-metmn-4-penokcudenun)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadrineH-2-
KapOOHOBOH KHUCIIOTHI (TIpoMexyTouHoe coeauHenue 1) n tper-O0ytmin-N-[(1S,2S)-2-aMHHOIUKIIONEHTHIT] Kap-
Oamara Ha cTaguu A W ¢ MpUMEHeHHWeM areTuiaxiopuaa Ha craaun B. MC (MOP): macca, paccuuTanHas s
Cy0H,7N50,S, 541,6; m/z no pesynpraram aHammsa: 542,4 [M+H]'. 'H IMP (400 MI'u, AMCO-dg): 6 10,21 (s,
1H), 8,29 (d, J=5,3 I'y, 1H), §8,20-8,05 (m, 1H), 8,03-7,90 (m, 1H), 7,47-7,38 (m, 2H), 7,38-7,32 (m, 1H), 7,21-
7,15 (m, 1H), 7,12-7,07 (m, 2H), 7,07-7,02 (m, 1H), 6,98-6,90 (m, 1H), 5,93 (d, J=5,1 I'n, 1H), 4,21-3,98 (m,
2H), 2,03 (s, 3H), 1,99-1,89 (m, 2H), 1,75 (s, 3H), 1,71-1,60 (m, 2H), 1,59-1,45 (m, 1H), 1,4-1,34 (m, 1H).

IIpumep 41. N-((18S,2S)-2-AMHHOTIMKIONEHTII)-5-(2-MeTHI-4-hernokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHU/I.
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VYka3aHHOE B Ha3BaHUH COEJMHEHHUE IOTydan CIIocoOOM, aHAJIOTMYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
npuMeHeHneM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
OOHOBOI KHCJIOTHI (IIPOMEKYTOUHOE coeauHeHue 1) u Tper-O0yTui-N-[(1S,2S)-2-aMuHOIMKIOIeHT I |KapOa-
Mmata. MC (U3P): macca, paccunrannas s C,7H,5N5O;S, 499, 6; m/z o pesynpratam anammsa: 500,1 [M+H]".

Mpumep 42.  5-(2-Metun-4-dpenoxcndennn)-4-oxkco-N-((1S,2R)-2-nponronamuionukiorekcui)-4,5-
muruapo-3H-1-tua-3,5,8-rpuaszaanenad ruineH-2-kapOokcaMuaa.
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Cragus A. N-((1S,2R)-2-AMUHOIIUKIIOTEKCHIT)-5-(2-MeTHIT-4-PeHoKkcnp eHmn )-4-okco-4,5-murunpo-3H-1-
tHa-3,5,8-TprazaaneHadriieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWUM COEIMHEHHE TOJTydal criocoOoM, aHa-
JOTHYHBIM crioco0y mpumepa 5, cragus A-B ¢ npumenenwem 5-(2-metuin-4-deHokcudenmn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-TprazaanenadtuineH-2-kapOOHOBOH KUCIOTHI (IPOMEXYTOUHOE coeJuHEeHHE 1) n Tper-
Ooytnin-N-[(1R,2S)-2-amuHonmkI0reKCHIT [Kapbamara Ha cTaguu A.

Cramqus B. 5-(2-Metun-4-penokcudennn)-4-okco-N-((1S,2R)-2-niponmoHaMu TOUKIIOT€KCHIT)-4, 5 -
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muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamua. K pacrsopy N-((1S,2R)-2-aMHHOIMKIIOTEKCHIT)-
5-(2-metmn-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-xkapookcamuna (120
Mmr, 0,22 mmomas) B DCM (30 mur) moGaBisii iponuoHOBRIA anTuapuna (34 mr, 0,26 mMosie) 1 DMAP (2,7 wmr,
0,022 mmonp). Peaknuro mepemMenmmBany npy K. T. B TedeHue 30 MUH, KOHIEHTPUPOBAIH JOCYXa M OYHIIAIH C
TIOMOIIIBI0 KOJIOHOYHOH (reni-xpomaTorpadui ¢ MOJXy4YCHHEM YKAa3aHHOTO B Ha3BaHWM COCIUHCHHS B BHIE
JKenToro TBepaoro Bemectsa (81 mr, Berxog 64%). MC (M3P): macca, paccuntannas st C;H; NsO,S, 569,7;
m/z 1o pesyabratam aHammza: 570,3 [M+H]". 'H SIMP (400 MI'u, IMCO-d¢): & 9,98 (d, J=11,8 Ty, 1H), 8,32
(d, J=5,4 I'u, 1H), 7,80-7,64 (m, 1H), 7,57-7,47 (m, 1H), 7,47-7,40 (m, 2H), 7,39-7,32 (m, 1H), 7,24-7,14 (m,
1H), 7,14-7,03 (m, 3H), 7,02-6,88 (m, 1H), 5,97 (d, J=5,4 I', 1H), 4,20-4,05 (m, 1H), 4,04-3,92 (m, 1H), 2,26-
2,12 (m, 2H), 2,05 (s, 3H), 1,72-1,60 (m, 4H), 1,58-1,47 (m, 2H), 1,42-1,28 (m, 2H), 1,03-0,92 (m, 3H).

Mpumep 43. N-((1R,2R)-2-([AumeTninamuHO)IuKIOreKcnn)-5-(2-Metuin-4-penokcudenun)-4-okco-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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K pactBopy N-((1R,2R)-2-amuHOIIMKIOTEKCHI )-5-(2-MeTHI-4-heHokcuenmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaanenadTrieH-2-kapookcamuaa (mpumep 38, 100 mr, 0,2 mmons) B DCM (4 M) moGasisuiu
dbopmamsaerug (1 M) 1 NaBH(OACc); (200 mr, 0,94 MMoIs) 1 oOecrieunBalid PEakiuio MpH K. T. B TEUEHUE HO-
gy, Peaknumio racwm mytem gobGasmenus H,O (10 mm), skctparupoBamu DCM, cymmnu Hax OGe3BOJHBIM
Na,SO,, pruIbTpoBaTU M KOHIIEHTPUPOBAIN J0 CYXOro ocTtaTka. OCTaTOK OYHINAIN MOCPEICTBOM KOJOHOYHOM
(rem-xpomarorpaduu ¢ moyueHHEM YKa3aHHOTO B HA3BaHUHU COCITMHCHHUS B BUJIC XKEITOTO TBEPAOTO BEIICCTBA
(41 wmr, BeIx0T 39%). MC (M3P): macca, paccuurannas mais C;H;1NsO;S, 541,7; m/z no pesyneraram aHanm3a:
542,2 [M+H]". "H SIMP (400 MI'u, CD;0D): & 8,31-8,27 (m, 1H), 7,43-7,35 (m, 2H), 7,32-7,23 (m, 1H), 7,20-
7,13 (m, 1H), 7,11-7,03 (m, 3H), 7,00-6,94 (m, 1H), 6,09-6,02 (m, 1H), 4,33-4,17 (m, 1H), 3,44-3,31 (m, 1H),
2,82 (s, 3H), 2,81 (s, 3H), 2,21-2,11 (m, 1H), 2,10-2,06 (m, 3H), 2,05-2,00 (m, 1H),1,98-1,91 (m, 1H), 1,87-1,79
(m, 1H), 1,71-1,51 (m, 2H), 1,49-1,36 (m, 2H).

IIpumep 44. N-((1S,2R)-2-AneTamumonukiaorekcun)-5-(2-mMetnn-4-penokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMul.
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VYka3aHHOE B Ha3BaHUM COEAMHEHUE MOJyYaId CIIOCOO0M, aHAIOTUYHBIM crioco0y npumepa 11, cramum A-
B, ¢ nmpumenennem 5-(2-metmn-4-penokcudenun)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadrineH-2-
KapOOHOBOH KUCIIOTHI (IIPOMEXYTOYHOE coeMHeHne 1) 1 TpeT-OyTHiia Ha CTagu A U C IPIMEHEHHEM alleTHII-
xyopuna Ha craquu B. MC (MOP): macca, paccuntannas it C3;oHyoNsO4S, 555,6; m/z mo pesynpraTtam aHaIH-
3a: 556,2 [M+H]". '"H SIMP (400 MI'n, IMCO-de): & 9,98 (s, 1H), 8,32 (d, J=5,4 T, 1H), 7,76 (d, J=7,2 T,
1H), 7,68-7,56 (m, 1H), 7,49-7,32 (m, 3H), 7,23-7,14 (m, 1H), 7,14-7,05 (m, 3H), 7,02-6,88 (m, 1H), 5,97 (d,
J=5,5 Ty, 1H), 4,17-4,04 (m, 1H), 4,04-3,90 (m, 1H), 2,05 (s, 3H), 1,89 (s, 3H), 1,74-1,59 (m, 4H), 1,58-1,46
(m, 2H), 1,42-1,30 (m, 2H).

Ipumep 45.  5-(2-Metun-4-penokcudennn)-4-okco-N-((1S,2S)-2-mponroHaMUAOIUKIOTICHTHI )-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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Cramust A. N-((18S,2S)-2-AMuHonukIIoOneHTIN)-5-(2-MeTHI-4-(heHokcnpenn)-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOoOKcaMuI. YKa3aHHOE B HA3BaHWH COCTUHEHHE IMOJIyJalu CIIOCOOOM, aHa-
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JOTUYHBIM croco0y mpumepa 5, cramuu A-B, ¢ mpumenenuem 5-(2-metmin-4-denoxcudenun)-4-oxco-4,5-
muruapo-3H-1-tua-3,5,8-TprazaanenadtrineH-2-kapOOHOBOH KUCIOTHI (IPOMEXYTOYHOE COeJUHEeHHE 1) n TperT-
O0yTni-N-[(18S,2S)-2-aMHHOIIMKIIONIEHTIII |[KapOamaTa Ha cTaauu A.

Cramus~ B. 5-(2-MeTmi-4-henokcnudennin)-4-okco-N-((1S,2S)-2-nmponmroHaMu IO ITUKIOTIEHTH )-4, 5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCIAMHEHHUE TIOTYYaIHd
CIocoO0OM, aHATOTHYHBIM crtoco0y npumepa 42, ctaaust B. K pactBopy N-((1S,2S)-2-aMUHOIMKIOTIEHTIU)-5-(2-
MeTmi-4-penokcudennn)-4-okco-4,5-quruapo-3H-1-tna-3,5,8-tpuazaanenadp tmnen-2-kapookcamuna (100 wr,
0,2 mmons) B DCM (25 mun) noGasmnsun ipormonoBsiit anruapun (31 mr, 0,24 mMoinb), a 3atem DMAP. Peak-
W10 TIEPEMEIINBAIIN NIPH K. T. B TeueHHe 30 MHUH, KOHIIEHTPUPOBAIN JJOCYXa U OYHIIAIH C TOMOLIHI0 KOJIOHOY-
HOH (hrer-xpomarorpaduu ¢ IMoJlydeHHeM YKa3aHHOTO B Ha3BaHWHU COEAMHEHUS B BHJIE XEJITOTO TBEPJOTo Be-
niectBa (68 mr, Beixon 61%). MC (MDP): macca, paccuntannas it C3oHyoNsO,S, 555, 6; m/z mo pe3ynpTatam
anammsa: 556,5 [M+H]". 'H SIMP (400 MI'u, IMCO-dq): & 10,19 (s, 1H), 8,28 (d, J=5,3 I'n, 1H), 8,20-8,04 (m,
1H), 7,95-7,80 (m, 1H), 7,52-7,25 (m, 3H), 7,25-7,01 (m, 4H), 6,99-6,85 (m, 1H), 5,93 (d, J=5,1 I'y, 1H), 4,30-
3,95 (m, 2H), 2,14-1,79 (m, 7H), 1,70-1,58 (m, 2H), 1,57-1,33 (m, 2H), 0,92 (t, J=6, 8 T', 3H).

[Mpumep 46. 5-(2-metnn-4-penoxcudennn)-N-((18,2S)-2-(MeTrnamuno ) UKIONEHTHI)-4-0KCc0-4,5-11-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTuiieH-2-kapOoOKCaMHu/I.
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Cramust A. N-((18S,2S)-2-AMuHonukoneHTin)-5-(2-mMetni-4-penoxcnpennin)-4-oxco-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWUM COEIMHEHHE TOJTydal criocoOoM, aHa-
JIOTUYHBIM crioco0y mpumepa 5, cramun A-B, ¢ npumenenuem 5-(2-metmin-4-penoxcudennn)-4-okco-4,5-
nuruapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-KapOOHOBOH KUCIOTHI (TPOMEXYTOUHOE COSTUHEHHE 1) U TpeT-
O0yTni-N-[(18S,2S)-2-aMHHOIIMKIIONIEHTHII |[KapOamarta Ha cTaauu A.

Cramqus B. 5-(2-Metun-4-penokcudennn)-N-((1S,2S)-2-(MeTHIIaMUHO ) IUKJIONIEHTHII )-4-0KC0-4,5-
nurunapo-3H-1-tna-3,5,8-Tprazaanenad tuieH-2-kapookcamua. B BeICYIIEHHYIO B Ie€YH KPYTIOJOHHYIO KOJIOY B
atMocdepe N,, OCHAIIEHHYIO OOpAaTHBIM XOJOAWIHLHUKOM, Mob6aBismi N-((1S,2S)-2-aMUHOIMKIONIEHTIUT)-5-(2-
metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcamun (300 wr,
0,60 mmons), nmapa-popmansaerua (200 Mr, 2,2 MMOJIb) U aKTHBUPOBAaHHBIE MOJIEKYJISIpHBIe cuTa 4A B 0e3BOJI-
HoM DCM (50 mun), peakiuio HarpeBaiy ¢ 0OpaTHBIM XOJOAWIBHUKOM B TedeHue 16 4. PeakumoHHylo cMech
¢unbTpoBasM, poMeiBain DCM, opranndeckue ¢as3pl 00BbEIUHSIN M KOHIEHTPUpOoBanmu nocyxa. OcTaTok
OYMIIAIH C TOMOIIBI0 KOJIOHOYHOH (hIIem-XxpoMaTorpaduu ¢ IMoJlydeHHEM YKa3aHHOTO B Ha3BaHWHU COEIUHEHUS
B BHJE CIIETKa JXeIToro TBephoro BemectBa (20 mr, Bexon 6,3%). MC (MOP): macca, paccauranHas Ais
C,5H,7N505S, 513,6; m/z no pesynbratam amanmsa: 514,3 [M+H]'. 'H sIMP (400 MTI't;, CD;0D): & 8,44 (s, 1H),
8,33 (d, J=5,4 I', 1H), 7,46-7,35 (m, 2H), 7,34-7,26 (m, 1H), 7,22-7,13 (m, 1H), 7,12-7,03 (m, 3H), 7,02-6,92
(m, 1H), 6,13-6,01 (m, 1H), 4,42-4,30 (m, 1H), 3,56-3,38 (m, 1H), 2,87-2,74 (m, 3H), 2,31-2,15 (m, 2H), 2,13-
2,07 (m, 3H), 1,97-1,70 (m, 4H).

IIpumep 47. N-((1R,2R)-2-AnieTamumonukiaorekcun)-5-(2-mMetnn-4-penokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOIYYall CIOCOOOM, aHAIOTHYHBIM CHoco0y mpumepa 3, ctaauu A-
B, ¢ mpumenennem 5-(2-meTtmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadp TriieH-2-
KapOOHOBOM KHCIOTHI (IMIpOoMeXyTodHoe coemuHeHue 1) m Tper-0yTmin-N-[(1R,2R)-2-aMHUHOIIUKIIOTEKCHII |Kap-
Oamara Ha cTaguu A W C IIPUMEHEHHEM aneTwixiopuaa Ha craauu B. MC (MOP): macca, paccuntanHas s
C30H20N50,S, 555,6; m/z o pesympraTam aHammsa: 556,1 [M+H]". 'H aMmp (400 MTI'm, CD;OD): 6 8,30 (d,
J=5,5 'y, 1H), 7,46-7,34 (m, 2H), 7,30-7,23 (m, 1H), 7,19-7,10 (m, 1H), 7,10-7,01 (m, 3H), 6,99-6,91 (m, 1H),
6,05 (d, J=5,5 I'u, 1H), 3,85-3,71 (m, 2H), 2,14-2,08 (m, 3H), 2,07-1,98 (m, 1H), 1,98-1,91 (m, 1H), 1,86 (s,
3H), 1,83-1,72 (m, 2H), 1,48-1,28 (m, 4H).

Mpumep 48. N-((1S,2R)-2-([IumeTninaMiHO)IIUKIIOTeKCHI)-5-(2-MeTHin-4-heHokcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Cragus A. N-((1S,2R)-2-AMUHOIIUKIIOTEKCHIT)-5-(2-MeTHIT-4-PpeHoKcnup eHmn )-4-0kco-4,5-nmurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadTricH-2-kapOokcamMul. YKa3aHHOE B Ha3BAaHUH COCJAMHEHHE TONYyYaIl CIIOCOOOM, aHa-
JIOTUYHBIM crioco0y npumepa 3, cragus B, ¢ npumenennem 5-(2-metnn-4-penoxkcudenmn)-4-oxco-4,5-quruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOooHmwixiopuna (mpomexyroqnoe coexunenue 20) u Tper-0yTui-N-
[(1R,2S)-2-aMHHOIIMKIIOTIEHTII [KapOaMaTa; ¢ TOCICAYIONMM YAaJCHHUCM 3allUTHONW TPYMIBl C IMTOMOIIBIO
HCI/MeOH.

Cramus B.  N-((1S,2R)-2-(JInMeTHIaMHUHO ) IUKJIOTEKCHIT )-5-(2-MeTri-4-heHokcudenun)-4-okco-4,5-
nmurunapo-3H-1-tua-3,5,8-tpuazaanenadtunen-2-kapookcamua. K pactopy N-((1S,2R)-2-aMHHOIUKIIOTEKCHI)-
5-(2-metnn-4-penokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpnazaanenad tuien-2-kapookcamuma (150
Mr, 0,27 mmoub) 1 popmansaeruna (0,5 mur) B MeOH (5 mun) no6asmsumn NaBH(OACc); (174 wmr, 0,819 MmMoib) u
MepeMEIINBaIN MIPH K. T. B T€UeHHE 16 4, KOHIIEHTPHPOBAIH J0 CYXOTO BEIIECTBA M OYHUINAIH C MOMOIIBIO KO-
JIOHOYHOH (hiem-xpomMarorpaduu ¢ MoTy4YeHHEM YKa3aHHOTO B HA3BaHUU COCAMHCHUS B BUJEC JKEJITOTO TBEPJIO-
ro BemecTBa (40 mr, Berxox 26%). MC (UDP): macca, paccunrtannas anst C3;oH;NsO;S, 541,7; m/z o pe3ynbra-
Tam anammsa: 542,0 [M+H]". "H NMR (400 MI'n, JIMCO-ds 1 CD;0D): & 8,26-8,20 (m, 1H), 8,18 (s, 1H), 7,49-
7,35 (m, 2H), 7,31-7,20 (m, 1H), 7,19-7,13 (m, 1H), 7,11-7,01 (m, 3H), 6,97-6,90 (m, 1H), 5,92-5,83 (m, 1H),
4,71-4,57 (m, 1H), 2,85-2,68 (m, 1H), 2,61 (s, 3H), 2,57 (s, 3H), 2,07-2,03 (m, 3H), 1,90-1,77 (m, 2H), 1,75-
1,63 (m, 1H), 1,64-1,38 (m, 4H), 1,35-1,25 (m, 1H).

Ipumep 49. N-((1S,2R)-2-AMUHOIUKIIOTEKCHIN)-5-(2-MeTHIT-4-PeHOKCUBeHIN )-4-0Kc0-4, S -nurunpo-3H-
1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHUI.
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VYka3aHHOE B Ha3BaHWHU COEIMHEHHE ObIIO 1mosrydeHo B npumepe 48, cragun A. MC (M9P): macca, paccun-
tauHas 1 C,gH,7N5O;S, 513, 6; m/z mo pe3ynbratam aHanmsza: 514,1 [M+H]".

Ipumep  50.  5-(2-Metun-4-penoxcudenmn)-N-((1S,2R)-2-(MeTuIaMIHO )ITUKIOTeKCHN )-4-0KC0-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.
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Cramus A. N-((1S,2R)-2-AMuHOIUKIOTEKCHN )-5-(2-MeTHI-4-heHokcuenmn)-4-oxkco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOoKkcaMuI. YKa3aHHOE B Ha3BaHUM COSAMHEHHE IPEICTaBICHO B MPUMEPE
48, MPOIYKT cTaguu A.

Cramqus B. 5-(2-Metun-4-penokcudennn)-N-((1S,2R)-2-(MeTuIaMHHO ) TUKIOTIEH T )-4-0KCO-4, 5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenadrunen-2-kapookcaMua. B BEICYIIEHHYIO B IeYH KPYTJIOJOHHYIO KOJIOY B
aTMoc(epe aproHa, OCHaIEHHYIO 0OpaTHBIM XOJIOAMIBHUKOM, fobasisum N-((1S,2R)-2-amuHonmknorekcun)-5-
(2-metun-4-penoxcupennin)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenadrunen-2-kapookcamun (100 mr,
0,20 mMos), mapa-popmansaerun (53 mr, 0,59 MMOIIb) U aKTUBUPOBAHHKEIC MOJICKYIsIpHBIC cuTa 4A (100 mr) B
6e3BogHOM DCM (30 mur), peaknuro HarpeBajIn ¢ OOpaTHBIM XOJOAMIBHUKOM B TedueHHe 16 4. PeakumoHHYIO
cMech QUIBTPOBaIM M ocTaTtok npombiBaan DCM. Opranndeckue (a3l 0ObeIUHSIN 1 KOHIEHTPUPOBAIH JI0-
cyxa C IOJy4YeHHEM YKa3aHHOT'O B Ha3BaHUH COSAMHEHUS B BHIE XKeJITOro TBepaoro Bemectsa (100 mr, BEIXOX
10 0%).

Cramus  C.  (1R,25)-N-Metun-2-(5-(2-metnn-4-peHokcudenn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-kapOokcaMu 0 )-N-MeTHIIeHITMKIIOTeKcaHaMuHUi.  PactBop  5-(2-meTtmin-4-penokcude-
HUT)-N-((1S,2R)-2-(MeTrIIeHAaMUHO )ITHKITOTeKCH ) -4-0Kc0-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaaneHadp THireH-2 -
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kapOokcamuna (410 mr, 0,78 mmons) u Pd/C (10% Ha yrnepone, 200 mr) 8 MeOH/EtOAc (1/3, 30 mur) Harpesa-
T ¢ OOpaTHBIM XOJOAMIBHHKOM B atMocepe H, B Teuenue 72 9, 3aTeM OXJIaXIaIH IO K. T., QUIBTPOBAIU H
KOHIICHTPUPOBAIX JOCYXa C MOTyYSHHEM YKa3aHHOTO B HA3BAHWU COCAWHEHHS B BHJE JKEJITOTO TBEPIIOTO BEIIIe-
ctBa (280 Mr, BEIXOT 66%).

Cramqus D. 5-(2-Metun-4-penokcudenmn)-N-((1S,2R)-2-(MeTuIaMIHO )ITUKIOTeKCHN ) -4-0KC0-4,5-
murunapo-3H-1-tua-3,5,8-tpuazaanenadtunen-2-kapookcamua.  PactBop  (1R,2S)-N-metwmn-2-(5-(2-meTmn-4-
(dhenokcudennn)-4-oxkco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenad tTuineH-2-kapOookcamMui0 )-N-MeTHIICH-
nukiorekcanamuuus (280 mr, 0,52 mmons) B 6,0 M HCI/MeOH (15 M) HarpeBanu ¢ 0OpaTHBIM XOJIOJUIbHH-
KOM B TCUCHHC HOYHM, 3aTEM KOHIICHTPUPOBAIM JOCYXa W OYHIIATU C IOMOIIBI0 KOJOHOYHOW (pIier-
Xpomarorpaduu ¢ MmorydeHHEeM YKa3aHHOTO B Ha3BAHHH COCAWHCHHS B BHJC JKEITOTO TBEpJOro BemecTBa (162
Mr, BeIxoJ 59,3%). MC (U3P): macca, paccuntannast s CyHygNsO3S, 527,6; m/z mo pe3ynbraTaMm aHaIn3a:
528,1 [M+H]".

Mpumep 51.  N-((1S,2R)-2-(JIuMeTHnaMuHO ) IUKIOTIEHTIN)-5-(2-MeTHi-4-(heHokcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Cramus A. N-((1S,2R)-2- AMUHOIMKIIONCHTHN )-5-(2-MeTHI-4-heHokcudeHmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaaneHad THiIeH-2-KapOOKcaMuI. YKa3aHHOE B HA3BaHUH COCTUHEHHE IMOJIyJalid CIIocOOOM, aHa-
JIOTUYHBIM crioco0y npumepa 1, cragus A, ¢ npumeHeHneM 5-(2-metmi-4-dpenokcudenun)-4-okco-4,5-1uruapo-
3H-1-tuna-3,5,8-TpnazaanenadruieH-2-kapOOHOBOH KUCIOTHI (IPOMEXYTOUHOE CoeANHEHNE 1) U TpeT-0yTHi-N-
[(1R,2S)-2-amunonmkmonenTI [KapoamaTa. MC (MDP): macca, paccuntannas mis C,;H,sNsO;S, 499,58; m/z
o pe3ynbrataMm anammsa: 500,1 [M+H]+. 'H IMP (400 MTI'i, CD;OD): 6 8,08 (d, J=5, 6 ', 1H), 7,40-7,34 (m,
2H), 7,21-7,15 (m, 1H), 7,15-7,10 (m, 1H), 7,10-7,05 (m, 2H), 7,04-7,01 (m, 1H), 6,97-6,93 (m, 1H), 5,81 (d,
J=5, 6 I'y, 1H), 4,45-4,36 (m, 1H), 3,50-3,38 (m, 1H), 2,13-2,01 (m, 5H), 1,92-1,80 (m, 2H), 1,68-1,58 (m, 2H).

Cramus  B.  N-((1S,2R)-2-(JIumeTrIaMuHO )IIUKIOTCHTHN )-5-(2-MeTri-4-peHokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad tunen-2-kapookcamua. K pacrBopy N-((1S,2R)-2-aMUHOIMKIIOTICHTHI )-
5-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuinen-2-kapookcamuma (150
mr, 0,30 mmonp) B MeOH (5 mi) mobasnsumn popmansaerun (98 mr, 3,3 MMOIb) B TIEpEMEITUBAIH MTPH K. T. B
teyenne 10 muH., 3aTem nobasnsimm NaBH(OAc); (318 mr, 1,50 MMoITb) 1 IepeMeMBaIN TIPU K. T. B TEUCHHE
Houwn. pH pactBopa mosenu g0 pH >7, ucnons3ys 2 M Bognbsiii NaOH. PeaknnoHHy0 cCMeCh KOHIIECHTPHUPOBAIN
JI0CyXa W OCTaTOK OYMIIANU ¢ TIOMOIIBI0O KOJOHOYHOH (hiem-xpomarorpaduu npenaparuBHeiM TLC ¢ momyde-
HHEM YKa3aHHOTO B Ha3BaHUH COEIMHEHHS B BHJE JKEITOTO TBEpAOro BemecTsa (56 T, Beixox 35%). MC (M3P):
Macca, paccuutanHas it CroHyoNsO;S, 527,6; m/z mo pesymbTatam aHammza: 5282 [M+H]". 'H aMP (400
MI', CD;0OD): 6 8,25 (d, J=5,4 I'u, 1H), 7,44-7,32 (m, 2H), 7,29-7,19 (m, 1H), 7,19-7,11 (m, 1H), 7,11-7,01
(m, 3H), 6,99-6,92 (m, 1H), 6,04-5,95 (m, 1H), 4,54-4,43 (m, 1H), 2,76-2,60 (m, 1H), 2,53-2,33 (m, 6H), 2,15-
1,99 (m, 5H), 1,96-1,82 (m, 2H), 1,80-1,66 (m, 2H).

Mpumep  52.  5-(2-metmn-4-denokcudenun)-4-okco-N-((1R,2R)-2-nponronamuionukinorekcui)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Cramust A. tper-bytmn-((1R,2R)-2-(5-(2-metun-4-dpenokcudenun)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoKcaMHI0 ) IMKIOTeKCHI)kapbamar ObecrieunBalin peakiuio pacTBopa 5-(2-MeTu-
4-¢penoxcudennn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad ruieH-2-kapooHwxiopuaa  (IpoMexy-
TouHOe coeauHeHue §, 980 wmr, 2,25 mmois), Tper-0yTmin-N-[(1R,2R)-2-amunoruknorekcmi |kapbamara (1,0 T,
4,7 MMoJTb) U TpudTHIamMuHa (227 mr, 2,25 mmonb) B DCM (10 mu1) mpu K. T. B TedeHHe 2 9. 3aTeM pEaKInio
racwa H,O (10 mi), skctparupoanu DCM, BeicymmBanmu Haj 6e3BomHbIM Na,SO,4, QUIBTPOBATN U KOHIICH-
TPUPOBAIH JIOCYXa C MOJyICHHEM YKa3aHHOTO B Ha3BaHMU COEAMHEHUS B BHJE XKEITOTO TBEPIOTO BEIIECTBA
(1,3 1, BeIXOZ 94%). MC (MDP): macca, paccuntanHas it Cy3H;3sNsOsS, - 613,73; m/z mo pe3ynpTaTam aHaIN-
3a: 614,1 [M+H]".

Cramus B. N-((1R,2R)-2-AMuHonmknorekcmn)-5-(2-metuin-4-penoxcudennn)-4-oxco-4,5-qurunpo-3H-1-
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tHa-3,5,8-TpuazaaneHadrmien-2-kapookcamua. K pactBopy tper-Oytmn-((1R,2R)-2-(5-(2-metun-4-deHok-
cudenmn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-rpnazaanenad tuiaeH-2-kapOoKcaMHI0 )IMKIOTeKCHIT )kapbamaTa
(1,3 1, 2,1 mmonp) B MeOH (10 mur) noGasmsimn kouteHTpupoBannyo HCl (2 mim) 1 obecrieunBany peaxiuio
mpu K. T. B TedeHue 20 muH. Peaknuro racwmm mytem po6asnenus H,O (10 mur), skctparupoBann DCM, BeICy-
MBI HaJ 0e3BOAHBIM Na,SO,, GuiIbTpoBamu M KOHIEHTPUPOBATHU Aocyxa. OCTaTOK OYHUIIATU C TTOMOIIBHIO
KOJIOHOYHOU ¢em-xpomarorpaduu ¢ TOJyIeHHEM YKa3aHHOTO B Ha3BaHWU coemamHeHHs (800 Mr, BBIXOT
73,5%) B Buge xenroro tBepaoro Bemectsa. MC (MDP): macca, paccunrannas mius C,gHp7NsO5S, 513,61; m/z
10 pe3ynbTaTam aHanmsa: 514,1 [M+H]". 'H SIMP (400 MTI', CD;OD): 6 8,16-8,12 (m, 1H), 7,42-7,33 (m, 2H),
7,27-7,12 (m, 2H), 7,09-7,01 (m, 3H), 7,00-6,92 (m, 1H), 5,91-5,85 (m, 1H), 3,91-3,81 (m, 1H), 3,11-2,96 (m,
1H), 2,13-2,01 (m, 5H), 1,85-1,77 (m, 2H),1,55-1,35 (m, 4H).

Cragua  C. 5-(2-Metun-4-denoxcudenmn)-4-oxkco-N-((1R,2R)-2-nponmonamMugonnkiorekcu)-4,5-
muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamua. K pacrsopy N-((1R,2R)-2-amuHOIMKIIOTEKCHIT)-
5-(2-metmn-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-xkapookcamun (150
mr, 0,29 mmone) u tpuwdTHadamuH (50 mr, 0,50 mmon) B8 DCM (5 mi) moGarisiau mponaHouia npomnaHoat (38
mr, 0,29 MMOITB) U OOECIIeUHBaI PEAKIHUIO TIPH K. T. B TeueHne 20 MuH. Peakiuio racwmu myteM 100aBICHUS
H,0 (10 mu), skcrparupoBanu DCM, BeicymmBaim HaJ 0e3BOAHBIM Na,SOy4, GUIBTPOBATH W KOHIICHTPUPOBAIH
nmocyxa. OCTaTOK OYHMINAIH TIOCPEACTBOM KOJOHOYHOM (hien-xpomMarorpaduu ¢ MoIydeHHeM YKa3aHHOTO B 3a-
TOJIOBKE COCIMHEHHS B BHAE JKenToro TBepaoro BemecTra (108 mr, Beixox 65,0%). MC (M3P): macca, paccun-
tanHas st C31H31N50,4S, 569,7; m/z no pesynsratam anammsa: 570,1 [M+H]". 'H smMP (400 MI', CD;0OD): 6
8,30 (d, J=5,5 I', 1H), 7,45-7,34 (m, 2H), 7,31-7,24 (m, 1H), 7,20-7,11 (m, 1H), 7,11-7,01 (m, 3H), 7,00-6,90
(m, 1H), 6,05 (d, J=5,5 T'n, 1H), 3,87-3,74 (m, 2H), 2,18-2,07 (m, 5H), 2,06-1,99 (m, 1H), 1,97-1,89 (m, 1H),
1,82-1,73 (m, 2H), 1,50-1,29 (m, 4H), 1,06-0,96 (m, 3H).

IIpumep 53. N-((1S,2R)-2-AMHHOTIMKIONIEHTII)-5-(2-MeTHI-4-heHokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOokcamMu .
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VYka3aHHOE B Ha3BaHUM COEIUHEHHE IIPEJCTaBISICT cO00M MpoaykT ctamuu A, mpumep 51. MC (MDP):
Macca, paccuntanHas mis C,;H,sNsO3S, 499,6; m/z mo pesynpratam anammza: 500,1 [M+H]+.1H SIMP (400
MI'n, CD;0D): 6 8,08 (d, J=5, 6 T'u, 1H), 7,40-7,34 (m, 2H), 7,21-7,15 (m, 1H), 7,15-7,10 (m, 1H), 7,10-7,05
(m, 2H), 7,04-7,01 (m, 1H), 6,97-6,93 (m, 1H), 5,81 (d, J=5, 6 T'u, 1H), 4,45-4,36 (m, 1H), 3,50-3,38 (m, 1H),
2,13-2,01 (m, 5H), 1,92-1,80 (m, 2H), 1,68-1,58 (m, 2H).
[Mpumep 54. N-((18,28)-2-Dopmamuonukiorekcui)-5-(2-metun-4-penokcudenmn)-4-oxkco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMuI.
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Cramus A. N-((1 S,2S)—2-AMHH011HKn0reKCHJI)—5—(2-MeTI/m-4—qJeHOKcnq)eHI/m)-4—0Kco-4,5-L[I/Irm[po—3H- 1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWUM COEIMHEHHE TOJTydall criocoOoM, aHa-
JIOTUYHBIM CIIOCO0y mpuMepa 1, cramus A ¢ mpuMeHeHneM 5-(2-metuin-4-peHokcudeHmn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapO0HOBOH KUCIOTHI (ITPOMEKYTOUHOE COeAMHEHME 1) U TpeT-0yThia-N-
[(1S,2S)-2-amuHonmkmorekcui Jkapbamarta Ha ctaanu A. MC (MOP): macca, paccunrtannas mis CogH,7NsO5S,
513,61; m/z o pesynbTatam aHamus3a: 514.1 [M+H]". 'H SIMP (400 MI'L, CD;0D): ad 8,37-8,28 (m, 1H), 7,46-
7,35 (m, 2H), 7,32-7,23 (m, 1H), 7,21-7,12 (m, 1H), 7,13-7,02 (m, 3H), 7,01-6,93 (m, 1H), 6,11-6,02(m, 1H),
4,07-3,97 (m, 1H), 3,16-3,03 (m, 1H), 2,17-2,12 (m, 1H), 2,11-2,04 (m, 3H), 2,02-1,95 (m, 1H), 1,91-1,80 (m,
2H), 1,64-1,47 (m, 2H), 1,46-1,35 (m, 2H).

Cramus B. N-((18,2S)-2-®opmamunonukiorekcui)-5-(2-metun-4-penokcudenmn)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-tpnazaanenadrmnen-2-kapookcamua. K  pacrtBopy N-((1S,25)-2-amuHonmkiorexkcun)-5-(2-
metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad tunen-2-kapookcamMmuia  (mpumep
58, 13C wr, 0,2 5 mmons) u DMAP (10 wmr, 0,082 mMons) B DCM (5 M) mobasisuin nponanouinponanoar (33
mr, 0,25 MMOJIB) M IEpeMENINBAIN NP K. T. B Te€4eHUE | 4, KOHIEHTPUPOBAIIM J0CYyXa U OYHIIAIH C TOMOLIBIO
KOJIOHOYHOH (hien-xpomarorpadyy ¢ NOJTyYeHHEM YKAa3aHHOTO B Ha3BaHHU COEAMHEHUS B BUJIE )KEJITOT'O TBEP-

moro BemectBa (63 wmr, Bexog 46%) u  5-(2-metmin-4-penoxcudenmn)-4-oxco-N-((18S,25)-2-
MIPOMTMOHAMHIOTIMKIIOTeKCHIT)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad trnen-2-kapookcamuna (mpumep 60).
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MC (U3P): macca, paccuntannas 1t CyHpsNsO4S, 541,6; m/z mo pe3ynbrataMm anamusza: 542.2 [M+H]". 'H
SAMP (400 MI', IMCO-dy): 6 10,20 (s, 1H), 8,42-8,26 (m, 1H), 8,14-7,87(m, 3H), 7,52-7,33 (m, 3H), 7,25-7,16
(m, 1H), 7,17-7,05 (m, 3H), 7,04-6,92 (m, 1H), 6,05-5,89 (m, 1H), 3,94-3,66 (m, 2H), 2,07 (s, 3H), 1,92-1,79
(m, 2H), 1,76-1,62 (m, 2H), 1,56-1,40 (m, 1H), 1,31-1,21(m, 3H).

IIpumep 55. N-((1S,25)-2-AneTamMuaoukiIoreKcmn)-5-(2-mMetnn-4-pernokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.
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VYkazaHHOe B Ha3BaHWUU COCIMHEHHUE TIOTyUJaIH CIIocoO0M, aHAJIOTHYHBIM CIToco0y mpumepa 11, cragus A-
B, ¢ npumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHap TuiieH-2-
KapOOHOBOW KHCIIOTHI (IPOMEXyTOUHOEe coenuHenue 1) u tper-0yTin-N-[(1S,2S)-2-aMmuHonmkIiorekcmi] xap-
Oamara Ha cTaguM A M c IIPUMEHEHHEM aneTwixiopuaa Ha craauu B. MC (MOP): macca, paccuntanHas s
C30Hy9N504S, 555, 6; m/z o pesynbratam ananmmsa: 556,1 [M+H]+. 'H aMP (400 MTI';, IMCO-dy): 6 10,17 (s,
1H), 8,40-8,20 (m, 1H), 8,05-7,78 (m, 2H), 7,48-7,31 (m, 3H), 7,27-7,05 (m, 4H), 7,04-6,91 (m, 1H), 6,04-5,85
(m, 1H), 3,75-3,65 (m, 2H), 2,06 (s, 3H), 1,90-1,79 (m, 2H), 1,76 (s, 3H), 1,72-1,63 (m, 2H), 1,48-1,40(m, 1H),
1,31-1,23 (m, 3H).

Mpumep 56. N-((1S,2S)-2-AxpunamunonukioneHTun)-5-(*R)-(2-merun-4-penokcudenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KapOOKCaMuI.
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Cramus A. N-((18S,2S)-2-AmunoruknonenTin)-5-(*R)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTUYHBIM crocoOy mpumepa 1, cragus A ¢ mnpumeHeHHeM S5-(2-meTi-4-¢peHokcupenun)-4-oxco-4,5-
muruapo-3H-1-tua-3,5,8-TpuaszaanenadrrneH-2-kapOOHOBOH KUCIOTHI (IIPOMEXYTOUHOE COeIUHEHHE 1, BKIIO-
yag CIIOCOb 1 XWPAJIbBHOI'O PA3JIEJIEHUS c momydenwem *R-atporonzomepa) u Tper-Oytma N-
[(1S,2S)-2-aMuHOIIMKIIONICHTHI [KapOaMaTa.

Cramus B. N-((1S,2S)-2-AxpunamugonukioneHTn)-5-(*R)-(2-metun-4-penokcudennn)-4-okco-4,5-
nmuruapo-3H-1-tua-3,5,8-Tprazaanenad tuiaeH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYYaId
CIocoOOM, aHAJIOTWYHBIM oOmHMcaHHOMY B mpumepe 1, cramus B. MC (MDP): macca, paccumraHHas s
C30H,7N50,S, 553, 6; m/z mo pesynpratam aHanmsa: 554,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,38-8,23
(m, 1H), 7,46-7,35 (m, 2H), 7,33-7,25 (m, 1H), 7,23-7,12 (m, 1H), 7,12-7,02 (m, 3H), 6,99-6,94 (m, 1H), 6,28-
6,17 (m, 2H), 6,09-6,00 (m, 1H), 5,67-5,54 (m, 1H), 4,31-4,18 (m, 2H), 2,23-2,07 (m, 5H), 1,88-1,76 (m, 2H),
1,72-1,55 (m, 2H).

IIpumep 57. N-((1S,2R)-2-AneTaMuIOIIUKIONEHTHN)-5-(2-MeTHI-4-peHokcudennn )-4-okco-4, 5-Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKcCaMuI.
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VYka3aHHOE B Ha3BaHWHU COEIMHEHHE MMOJyYaId CIOCOO0M, aHAJIOTHYHBIM crioco0y npumMepa 11, cragus B,
¢ npumeneHueM N-((1S,2R)-2-amuHonmknonenTn)-5-(2-metuin-4-penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaanenadruieH-2-kapookcamMmuaa, mpuMep 51, nponaykT craauu A u anermixiopuaa. MC (U9P):
Macca, paccuutanHas 11 C,oH,NsO4S, 541,6; m/z mo pesyasTatam aHanmsa: 542,1 [M+H]" 'H aMmp (400
MTI'n, CD;0D): 6 8,29 (d, J=5,4 I', 1H), 7,45-7,34 (m, 2H), 7,33-7,24 (m, 1H), 7,21-7,12 (m, 1H), 7,12-7,02
(m, 3H), 7,02-6,92 (m, 1H), 6,04 (d, J=5,3 I'u, 1H), 4,45-4,30 (m, 2H), 2,11 (s, 3H), 2,08-1,99 (m, 2H), 1,94 (s,
3H), 1,90-1,84 (m, 1H), 1,78-1,56 (m, 3H).

IIpumep 58. N-((1S,2S)-2-AMHUHOTMKIOTEKCHIT)-5-(2-MeTH-4-henokcudennn )-4-okco-4,5-muruapo-3H-

O
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1-tna-3,5,8-rpnazaaneHad TrineH-2-kapooKcaMuI.
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VYka3aHHOE B Ha3BaHUM COEIUHEHHE IIPEICTaBISICT cO00M MpoAyKT ctamuu A, mpumep 54. MC (MDP):
Macca, paccuuranHas 11 C,sHyNsOsS, 513,6; m/z mo pesyasTatam aHammsa: 514,1 [M+H]". 'H aMmp (400
MTI', CD;0D): ad 8,37-8,28 (m, 1H), 7,46-7,35 (m, 2H), 7,32-7,23 (m, 1H), 7,21-7,12 (m, 1H), 7,13-7,02 (m,
3H), 7,01-6,93 (m, 1H), 6, 11-6, 02 (m, 1H), 4,07-3,97 (m, 1H), 3,16-3,03 (m, 1H), 2,17-2,12 (m, 1H), 2,11-2,04
(m, 3H), 2,02-1,95 (m, 1H), 1,91-1,80 (m, 2H), 1,64-1,47 (m, 2H), 1,46-1,35 (m, 2H).
Ipumep 59.  5-(2-Metmin-4-penokcudennn)-4-okco-N-((1S,2R)-2-mponnoHaMuOTTUKIIONICHTT)-4, 5 -
muruapo-3H-1-tna-3,5,8-Tpruazaanenad TuiaeH-2-KkapOOKCaMuI.
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VYkazaHHOe B Ha3BaHWU COEAWHEHHE MOTYJalld CIIOCOO0OM, aHAJIOTHIHBIM crtoco0y npumepa 11, cragus B,
¢ npumenenueM N-((1S,2R)-2-amuHonmKIIONIEHTI)-5-(2-MeTHI-4-(heHokcupenmn)-4-okco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadruieH-2-kapookcamMmuaa, npuMep 51, npoaykT craauu A n anermixiopuaa. MC (U9P):
Macca, paccuutanHas it C;oHyoNsO,4S, 555,6; m/z mo pesymbratam aHamumza: 556,2 [M+H]". 'H aMP (400
MI'n, cd3od) d 8,30 (d, J=5,3 I', 1H), 7,43-7,35 (m, 2H), 7,33-7,24 (m, 1H), 7,20-7,12 (m, 1H), 7,12-7,02 (m,
3H), 7,01-6,93 (m, 1H), 6,05 (d, J=5,4 I'u, 1H), 4,43-4,30 (m, 2H), 2,24-2,17 (m, 2H), 2,11 (s, 3H), 2,07-1,98
(m, 2H), 1,92-1,82 (m, 1H), 1,76-1,58 (m, 3H), 1,08 (t, J=7,6 'u, 3H).

Mpumep  60.  5-(2-Merun-4-penoxcudpennn)-4-oxco-N-((1S,25)-2-nponroHaMmuronmkiIorekcui)-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuUI.

0]
o)
OO,
N NH s
| SN HNmw=
N8 O
K pactBopy N-((1S,2S)-2-amuHOIMKIOTEKCHI )-5-(2-MeTHI-4-heHokcubenmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaanenadTruieH-2-kapookcamuaa (mpumep 58, 130 mr, 0,25 mmons) u DMAP (10 wmr, 0,082
mmoib) B DCM (5 mut) no6asinsutn nponanownponanoat (33 mr, 0,25 MMOJIb) U IEpeMEIINBAIIH MIPH K. T. B Te-
yeHHe | 9, KOHIICHTPUPOBAJIH JOCYXa M OYHUIIAIH C TOMOIIBI0 KOJIOHOYHOH (hem-xpoMaTorpaduu ¢ moryueHu-
€M YKa3aHHOT'O B Ha3BaHHH COCJMHCHUS B BHJIE JKEJITOr0 TBepaoro Bemiecta (36 mr, Beixoa 25%) u N-((1S,25)-
2-popMaMuIOIMKIOTEKCHIT) S -(2-MeTHIT-4 - eHOKCUp eHIT )-4-0KCc0-4, 5 -nurunpo-3H-1-1tua-3,5,8-Tpu-
azaarnieHaTHIIeH-2-KapOokcamuna (mpumep 54). MC (UDP): macca, paccumrannas ams CyH;NsO,4S, 569,7;
m/z o pe3ymbTaTam aHanmza: 570,2 [M+H]".
Ipumep  61.  N-((1R,2R)-2-I'mapokcunmkiioneHTwn)-5-(*R)-(2-meTun-4-henokcudenmn)-4-oxco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOTYYal CIOCOOOM, aHAIOTHYHBIM crioco0y mpumepa 1, cragum A-
B, ¢ mpumenennem 5-(2-metmin-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TriieH-2-
KapOOHOBOH KUCIIOTHI (MpoMexxyTouHoe coequnenne 1, Bkmodas CIIOCOB 1 XMPAJIBHOI'O PA3AEJIEHN )
u (1R,2R)-2-amubonmknonenTanon Ha craguu A. MC (U3P): macca, paccuntannas s C,,H,4N40,4S, 500,6;
m/z 1o pe3ynbTaTtaM aHammsa: 501,2 [M+H]". 'H aMP (400 MI', CD;OD): 6 8,33-8,25 (m, 1H), 7,43-7,34 (m,
2H), 7,32-7,26 (m, 1H), 7,21-7,14 (m, 1H), 7,11-7,02 (m, 3H), 7,00-6,92 (m, 1H), 6,06-6,00 (m, 1H), 4,19-4,06
(m, 2H), 2,18-2,13 (m, 1H), 2,11 (s, 3H), 2,05-1,93 (m, 1H), 1,81-1,70 (m, 2H), 1,67-1,55 (m, 2H).

Ipumep 62. N-((18S,2S)-2-(JIuMeTHIAMUHO ) IIUKIOTEKCHII)-5-(2-MeTrn-4-penokcudennn)-4-okco-4,5-u-

w0
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ruapo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMu.
©/ \©\/ J\ - s

K pactBopy N-((lS,2S)-2—aMHHouHKnoreKcym)—5—(2-MeTI/m-4—d)eH0KCH(1)eHHn)-4—0Kco-4,5-L[Hmz[po—3H-1-
THa-3,5,8-TpruazaanenadTuieH-2-kapookcamuaa (mpumep 58, 63 mr, 0,12 Mmonb) u Gopmansaeruga (0,3 mi) B
MeOH (5 mu) no6asistimn NaBH(OACc); (78 mr, 0,37 MMOJIb) U TIepeMEIUBaJIH MPH K. T. B TeueHUe | 4, KOHIIeH-
TPHUPOBAIH JJOCYXa M OYHIIIATH C MOMOIINBI0 KOJIOHOYHOW (priem-xpoMarorpaguu ¢ MOTyYeHHEM YKa3aHHOTO B
Ha3BaHUM COCAMHEHUS B BUJE JKEJITOTO TBEPJOTo BemiecTsa (45 mr, Beixox 63%). MC (MOP): macca, paccun-
tanHas st C30H3 NsO3S, 541,7; m/z mo pe3ynbratam ananmmza: 542,1 [M+H]+. 'H aMmP (400 MI';, CD;OD): 6
8,48 (s, 1H), 8,40-8,24 (m, 1H), 7,46-7,34 (m, 2H), 7,31-7,23 (m, 1H), 7,21-7,13 (m, 1H), 7,13-7,02 (m, 3H),
7,01-6,95 (m, 1H), 6,13-6,01 (m, 1H), 4,31-4,17 (m, 1H), 3,28-3,17 (m, 1H), 2,89-2,76 (m, 6H), 2,20-2,12 (m,
1H), 2,12-2,06(m, 3H), 2,06-2,00 (m, 1H), 2,00-1,92 (m, 1H), 1,88-1,79 (m, 1H), 1,66-1,53 (m, 2H), 1,49-1,36
(m, 2H).

IIpumep 63. 5-(2-Metmn-4-henoxcudennn)-N-(4-(MEeTUIAMUHO ) ITUKIOTeKCH )-4-0Kkc0-4,5-nuruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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Cramust  A. 5-(2-Merun-4-penoxcupennn)-4-okco-N-(4-okcormkIokiIorekcn)-4,5-muruapo-3H-1-tua-
3,5,8-tpuazaanienadunen-2-kapookcamua. PactBop N-((1R,4R)-4-runpoxcunuknorekcun)-5-(2-merun-4-gde-
HOKCU(eHWT)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrueH-2-kapookcamuaa (mpumep 15, 150 wmr,
0,30 mmoms) u (1,1-muanerokcu-3-okco-m300eH30¢ypan-1-mramnerara (250 mr, 0,60 mmons) B8 DCM (20 mur)
TIepeMenBajIn Mpu K. T. B Teuenne 16 4. K cmecu mo6asismu Boxy 1 DCM u ¢punbsTpoBanmu. OpraHndecKuit
cJIoi coOmpay, KOHLEHTPUPOBAIHM AOCYXa U OYHINAIN C IOMOIIBIO KOJIOHOYHOH (hrem-xpomarorpaduu ¢ mo-
Jy4eHHEeM yKazaHHOTO B Ha3BaHuu coexanHeHus (138 1, Beixoxn 90,0%).

Cramus B. 5-(2-Metmn-4-henokcudennn)-N-(4-(MEeTHIaMUHO )ITUKIOTeKCHI )-4-0Kkc0-4,5-nuruapo-3H-1-
tHa-3,5,8-TpuazaaneHadrmien-2-kapbokcamun. K pactBopy  5-(2-mermn-4-denokcudennn)-4-oxco-N-(4-
OKcoIKIorekcmn)-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaanenadrinen-2-kapookcamuaa (154 mr, 0,301 MmoIb)
u Metuinamuaa B MeOH (0,5 mi) B DCM (5 M) mo6asisimn NaBH(OACc); (200 mr, 0,94 MMonib) U epemMennBa-
7 TIpH K. T. B TedeHue 16 4. K cmecn no6asisimu 1 M Boausiid pactBop NH; 1 DCM. Opranndeckuii cioit co-
OMpaiy, KOHIEHTPUPOBAIN JOCYXa M OYMINAIM C MOMOIIBIO KOJOHOYHOH (uren-xpomarorpaduu, 3aTeM IMpH
nomomy npenaparuHoro TLC ¢ moxydeHneM yka3aHHOTO B Ha3BaHUM coenuHeHHs (36 mr, Beixoa 22%). MC
(3P): macca, paccuntannas mist CoHpoNsO3S, 527,6; m/z mo pesynbratam aHanmsa: 528,3 [M+H]+. 'H aMmP
(400 MI', emecs CD;0D u DMSO-dg): & 8,09-8,03 (m, 1H), 7,39-7,31 (m, 2H), 7,16-7,08 (m, 2H), 7,07-7,01
(m, 2H), 7,00-6,96 (m, 1H), 6,91-6,86 (m, 1H), 5,75-5,67 (m, 1H), 3,74-3,66 (m, 1H), 2,78-2,66 (m, 1H), 2,45
(s, 3H), 2,04-1,94 (m, 7H), 1,43-1,24 (m, 4H).

IIpumep 64. N-((1S,4S)-4-AneTaMuaouKIOreKCrn)-5-(2-Metnin-4-penokcudennn)-4-okco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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K pactBopy N-((18,45)-4-amuHorukiorekcun)-5-(2-metuin-4-penokcudermn )-4-okco-4,5-nurunpo-3H-1-
tHa-3,5,8-TprazaaneHadriieH-2-kapookcamuna (npumep 25, 150 mr, 0,30 mmouns) u TpudTHIIamMuHa (340 M,
0,90 mmous) 8 DCM (10 mi1) nobasnsin ykcycHsid anrunpuz (30 mr, 0,30 MMoOIIb) M IlepeMeInBaiy Ipu KOM-
HaTHOH Temreparype B TedyeHue 2 4. CMech OUMINANU C TOMOIIBbI0 KOJIOHOYHOH (hienr-xpomarorpaduu, 3aTeM ¢
nomompto npenapatiuBHod TLC ¢ monmydyenueM ykazaHHOro B Ha3BaHWM coexuHeHus (103 mr, Berxox 62,0%).
MC (UDP): macca, paccuntanHas mist C3oH,oNsO4S, 555,6; m/z mo pesynbraram anammsa: 553,4 [M+H]+. 'H
SAMP (400 MI'u, .JAMCO-dg): 6 10,17 (br, 1H), 8,37-8,24 (m, 1H), 7,96-7,82 (m, 1H), 7,69-7,58 (m, 1H), 7,49-
7,39 (m, 2H), 7,39-7,32 (m, 1H), 7,22-7,15 (m, 1H), 7,15-7,03 (m, 3H), 7,01-6,92 (m, 1H), 6,02-5,89 (m, 1H),
3,87-3,72 (m, 1H), 3,72-3,60 (m, 1H), 2,05 (s, 3H), 1,81 (s, 3H), 1,76-1,65 (m, 4H), 1,64-1,48 (m, 4H).

IIpumep  65.  5-(2-Metun-4-penokcudennn)-4-okco-N-((1S,4S)-4-nponrmoHaMugoUKIOTeKCHI )-4,5-
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muruapo-3H-1-tua-3,5,8-tpuazaanenad tuineH-2-kapOOKCaMUI.
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K pactBopy N-((18,45)-4-amuHonukinorekcun)-5-(2-metuin-4-penokcudenmn )-4-okco-4,5-nurunpo-3H-1-
THa-3,5,8-TpuazaaneHadTrieH-2-kapookcamuaa (mpumep 25, 154 mr, 0,300 MMoub) u TpudTHIaMuHA (342 M,
0,900 mmomnp) B DCM (10 M) moGaBisiiy mpornanowmianponanoar (28 mr, 0,21 MMoJb) ¥ TIepeMenTuBaIH TIPH
KOMHATHOW TemrmepaType B TedeHue 2 4. CMech OYMINAIH C TOMOIIBIO KOJOHOYHOW (hiem-xpomarorpadum,
3aTeM ¢ momoinsio npenaparuBHoii TLC ¢ mosnydeHneM ykKa3aHHOTO B Ha3BaHWUW coeAWHEHHS (76 MT, BBIXOJ
44%). MC (M9P): macca, paccuntansas ais Cs; HsNsO4S, 569,7; m/z o pesynbratam ananmmza: 570,3 [M+H]+.
'H SIMP (400 MT'ni, cmecs CD;0D 1 DMSO-dq): & 8,33-8,20 (m, 1H), 7,59-7,46 (m, 1H), 7,42-7,33 (m, 2H),
7,32-7,25 (m, 1H), 7,16-7,11 (m, 1H), 7,09-6,98 (m, 3H), 6,95-6,89 (m, 1H), 6,02-5,85 (m, 1H), 3,85-3,79 (m,
1H), 3,74-3,70 (m, 1H), 2,12-2,06 (m, 2H), 2,03 (s, 3H), 1,71-1,50 (m, 8H), 0,99 (t, J=7,5 'y, 3H).

Mpumep 66. N-((18S,45)-4-(AumeTnnamuHO))IIUKIOTeKCH)-5-(2-MeTHin-4-henokcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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K pactBopy N-((18,45)-4-amuHouKiorekcmn)-5-(2-metun-4-penokcudermn )-4-okco-4,5-nurunpo-3H-1-
tHa-3,5,8-TprazaaneHadrmieH-2-kapookcamuna (nmpumep 25, 150 mr, 0,30 mMmons), Gopmanbaeruna (37% B
Bojzie) B DCM nobasnsiin NaBH(OAcC); u nepemeninBanm npu KOMHATHOH TemriepaType B TeueHue 16 4. K cme-
cu no6asis 1 M Boanstit pactBop NH; 1 DCM. Opranndeckuii ciioif coOupainy, KOHIEHTPUPOBAIH I0cyXa U
OYMIIATH C TIOMOILBIO KOJIOHOYHOH (uenm-xpoMaTorpadun, 3ateM npu oMoy npenaparusaoro TLC ¢ nmomy-
YeHWeM yKa3zaHHoro B Ha3BaHumu coemuHeHus (100 r, Bexxoxm 61%). MC (MDP): macca, paccunTaHHas Ui
C30H3,N505S, 541,7; m/z 1o pe3ynsTaTaM aHanm3a: 542,3 [M+H]"

Ipumep 67. N-((1R,2R)-2-AnetamumonukioneHT)-5-(*S)-(2-metun-4-penoxcud enun)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMuI.
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Cragus A. N-((1R,2R)-2-AmunornmkinonenTmn)-5-(*S)-(2-metun-4-hpeHokcudp eHmn )-4-okco-4,5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTUYHBIM crocoOy mnpumepa 1, cragus A ¢ mnpuMmeHeHHeM S5-(2-meTwi-4-¢peHokcupenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-TpuaszaanenadtrneH-2-kapOOHOBOH KUCIOTHI (IIPOMEXYTOUYHOE COeIUHEHHE 1, BKIIO-
yag CIIOCOb 1 XWPAJIbBHOI'O PA3JEJIEHUS ¢ nomyuenumem *S-arponomsomepa) u TpeT-Oytma N-
[(1R,2R)-2-aMHUHOTIMKIOTIEHTHII |[Kapbamara.

Cramus B.  N-((1R,2R)-2-AneramumonukioneHT)-5-(*S)-(2-metun-4-penoxcud enmn)-4-oxco-4,5-
nmurunapo-3H-1-tua-3,5,8-tpuazaanenad tunen-2-kapookcamua. K pactBopy N-((1R,2R)-2-aMUHOIIMKIIONICHTHI)-
5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpuazaanenad tuineH-2-kapOokcamuga
(28,5 mr, 0,0570 mmoup) u TpudTHIaAMuHA (65 Mr, 0,17 MMois) B DCM (10 Mut) 100aBIIsuIM YKCYCHBIN aHTHIPH]T
(5,8 mr, 0,57 MMOITBb) B TIEpEMENTMBAIIA TPH KOMHATHOM TemriepaType B TedeHue 15 mMuH. CMech OYHUIIAIU C
TIOMOIIBIO0 KOJIOHOYHOH uem-xpoMaTorpadun, 3ateM ¢ momoinsio npernapatiBaoil TLC ¢ momydeHnem yka-
3aHHOTO B Ha3BaHWM coenuHeHUs (25 wmr, Boixon 81%). MC (UDP): macca, paccuutannas st CooH,7N5O,4S,
541,6; m/z mo pe3ynbTataMm aHamm3a: 542,3 [M+H]+. 'H IMP (400 MTI'u, .AMCO-dg): 6 10,21 (br, 1H), 8,35-
7,99 (m, 2H), 7,98-7,93 (m, 1H), 7,45-7,40 (m, 2H), 7,38-7,27 (m, 1H), 7,20-7,16 (m, 1H), 7,12-7,08 (m, 2H),
7,07-7,05 (m, 1H), 6,97-6,93 (m, 1H), 5,98-5,80 (m, 1H), 4,17-4,01 (m, 2H), 2,04 (s, 3H), 2,00-1,91 (m, 2H),
1,77 (s, 3H), 1,69-1,61 (m, 2H), 1,57-1,49 (m, 1H), 1,44-1,36 (m, 1H).

IMpumep 68. N-((1S,3R)-3-AxprnaMuIoIUKIONeHTIIN)-5-(2-MeTHI-4-peHokcupeHn)-4-okco-4,5-uru-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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Cragus A. N-((1S,3R)-3-AMUHOIUKIONCHTIN)-5-(2-MeTHIT-4-PpeHOKCUpeHIN )-4-0Kkc0-4,5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWUM COEIMHEHHE TTOJTydall criocoOoM, aHa-
JIOTUYHBIM cIoco0y mpuMepa 1 ¢ nmpuMeHenueM 5-(2-metmi-4-deHokcudenun)-4-okco-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOOHOBOW KHCIIOTHI (ITpoMexyTouHoe coeanHenue 1) u tper-0ytmin-N-[(1R,3S)-
3-aMHUHOTIMKIIONIEHTIIT| KapOaMara Ha cTafauu A,

Cramus B. N-((1S,3R)-3-ATtpuazaanenadruneH-2-kapobokcaMuy. YKa3aHHOE B HA3BaHWHM COCIAWHEHHUE TI0-
JTydaad CIoco0OM, aHAJIOTUYHBIM OoTMMcaHHOMY B mipuMepe 1, cramus B. MC (MDP): macca, paccuutanHas Ajis
C30H,7N50,S, 553, 6; m/z no pesynpTatam aHanmsa: 554,4 [M+H]". 'H SIMP (400 MI'u, .IMCO-dy): 6 10,21-
10,10 (m, 1H), 8,34-8,28 (m, 1H), 8,27-8,11 (m, 2H), 7,46-7,40 (m, 2H), 7,39-7,32 (m, 1H), 7,21-7,16 (m, 1H),
7,13-7,08 (m, 2H), 7,08-7,05 (m, 1H), 6,99-6,93 (m, 1H), 6,26-6,16 (m, 1H), 6,12-6,04 (m, 1H), 6,00-5,89 (m,
1H), 5,59-5,52 (m, 1H), 4,26-4,15 (m, 1H), 4,08-3,99 (m, 1H), 2,31-2,23 (m, 1H), 2,05 (s, 3H), 1,95-1,85 (m,
2H), 1,77-1,66 (m, 1H), 1,64-1,47 (m, 2H).

Mpumep 69.  5-(2-Mernn-4-penoxkcndennn)-4-oxkco-N-((1S,3R)-3-npornmonaMuronnKiIone T )-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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K pactBopy N-((1S,3R)-3-aneTaMuI0IUKIONCHTIN)-5-(2-MeTHII-4-(heHOKCUBEHIT )-4-0KCO-4,5 - TUTHUIIPO-
3H-1-tna-3,5,8-rpuazaanecHadruieH-2-kapookcamuaa (mpumep 68, mporykt craguu A, 150 mr, 0,30 MMounb) u
tpmsTInamuHa (91 mr, 0,90 MMoins) B DCM (10 mir) no6aensumm nponanowtnponanoat (39 mr, 0,30 MMmoins) u
HepeMeIInBalIi P KOMHATHOH TemrepaType B TedeHne 2 4. CMech OYHMINAN ¢ TOMOIIBIO KOJIOHOYHOH (ier-
xpomarorpaduu, 3ateM ¢ noMoursio npernaparuBHod TLC ¢ momrydeHneM yKa3aHHOTO B Ha3BaHWU COCIUHEHHS
(140 wmr, BeixOn 83%). MC (MDP): macca, paccuntannas it C3oH,oNsO4S, 555,6; m/z o pe3ynbTaram aHain-
3a: 556,3 [M+H]". 'H SIMP (400 MI'u, .JIMCO-de): & 10,14 (br, 1H), 8,34-8,16 (m, 2H), 7,84-7,77 (m, 1H),
7,45-7,40 (m, 2H), 7,37-7,31 (m, 1H), 7,21-7,16 (m, 1H), 7,13-7,08 (m, 2H), 7,08-7,05 (m, 1H), 6,98-6,93 (m,
1H), 5,98-5,86 (m, 1H), 4,24-4,12 (m, 1H), 4,01-3,90 (m, 1H), 2,26-2,17 (m, 1H), 2,09-2,01 (m, SH), 1,94-1,78
(m, 2H), 1,74-1,63 (m, 1H), 1,61-1,42 (m, 2H), 0,97 (t, J=7,6 'y, 3H).

IIpumep 70. N-((1S,3R)-3-AneTaMuI0IIUKIONEHTHN)-5-(2-MeTrI-4-peHokcudennn )-4-okco-4,5-Turuapo-
3H-1-tna-3,5, 8-rpuazaaneHadTriIcH-2-KapOOKCAMUI.
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K pactBopy N-((1S,3R)-3-amunormkionenTma)-5-(2-metmin-4-penokcndennin)-4-okco-4,5-quruapo-3H-
1-tna-3,5,8-rpunazaanenad tuineH-2-kapookcamuna (mpumep 68, mpoaykr craauu A, 150 mr, 0,3 0 MMonb) u
tpudTiiamuHa (91 mr, 0,90 mmons) B8 DCM (10 mi) no6asisnu ykeycusiid anruapuxa (30 mr, 0,29 MMoib) u
MepeMeInBaIM IPU KOMHATHOM TeMmepaType B TeucHue 2 4. CMeCch OYHUINAIN C MMOMOIIBI0 KOJIOHOYHOH (hrer-
xpomarorpaduu, 3aTeM ¢ moMoursio npemnaparuBHoir TLC ¢ moydyeHneM yKa3aHHOTO B Ha3BaHHU COCIUHCHHS
(130 mr, BeIXOA 32%). MC (U3P): Macca, paccunrannas ainst CyoHpN5O04S, 541,6; m/z mo pe3ynbraTaM aHaIH-
3a: 542,3 [M+H]". 'H SIMP (400 MT'1t, .JIMCO-de): & 10,14 (s, 1H), 8,34-8,28 (m, 1H), 8,22-8,12 (m, 1H), 7,93-
7,86 (m, 1H), 7,46-7,40 (m, 2H), 7,38-7,33 (m, 1H), 7,21-7,16 (m, 1H), 7,14-7,09 (m, 2H), 7,09-7,05 (m, 1H),
6,99-6,94 (m, 1H), 5,99-5,92 (m, 1H), 4,25-4,13 (m, 1H), 4,00-3,88 (m, 1H), 2,25-2,17 (m, 1H), 2,05 (s, 3H),
1,92-1,81 (m, 2H), 1,79 (s, 3H), 1,72-1,64 (m, 1H), 1,59-1,43 (m, 2H).

IIpumep 71. N-((1S,3R)-3-(2-(AnmeTHIaMUHO )alle TAMUIO ) ITHKJIOTICHTHT )-5-(2-MeTHI-4-(heHOKCU P SHIIT) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpnazaanenad TuiaeH-2-kapOOKCaMUI.
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K pactBopy N-((1S,3R)-3-amuHOIUKIONEHTH )-5-(2-MeTHI-4-heHoKcudpeHmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaanenadTriaeH-2-kapookcamuaa (mpumep 68, mpoaykrt ctaauu A, 150 mr, 0,30 mmons), HATU
(137 wr, 0,360 mmoms) m TpmwdTWwiIamuH (91 wmr, 0,90 mmons) B DMF (3 M) moGaBimsimu 2-(IUMETHII-
aMUHO)YKCYCHYI0 KUCIOTY (37 mr, 0,36 MMOJIb) U TIEpeMEIUBAIH IPU KOMHATHOW TeMIiepaType B TeUeHue 4 d.
CMech OYMINaIy ¢ TIOMOIIBIO KOJIOHOYHOU (rent-xpomaTtorpadum, 3ateM ¢ momoinsio npenaparuBaoit TLC ¢
MOJyYeHNEM YKa3aHHOTO B Ha3BaHum coeamHeHus (70 mr, Beixox 39%). MC (MOP): macca, paccuntanHas As
C3H3,NgO,S, 584,7; m/z mo pesymbTatam aHammsa: 5853 [M+H]". 'H SIMP (400 MIu, cmecs CD;OD u
JMCO-dg): 6 8,28-8,21 (m, 1H), 7,40-7,32 (m, 2H), 7,28-7,23 (m, 1H), 7,15-7,09 (m, 1H), 7,07-7,02 (m, 2H),
7,02-6,99 (m, 1H), 6,93-6,88 (m, 1H), 5,97-5,89 (m, 1H), 4,24-4,20 (m, 1H), 4,06-4,02 (m, 1H), 2,89-2,84 (m,
2H), 2,30-2,24 (m, 1H), 2,20 (s, 6H), 2,02 (s, 3H), 1,89-1,79 (m, 2H), 1,76-1,68 (m, 1H), 1,66-1,58 (m, 1H),
1,57-1,50 (m, 1H).

Mpumep 72. 5-(2-Metun-4-dpenokcudenun)-N-((1S,3R)-3-(2-(MeTHIaMHUHO )alieTAMHIO ) IUKIIOTIEHTHIT )-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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Cramus A. tper-Byrunmernn (2—(((1S,3R) 3-(5-(2-metnn-4-peHoxcudenn)-4-okco-4,5-murunpo-3H-1-
THa-3,5,8-TpruazaaneHad THICH-2-KapOOKCAMUIO ) ITUKIIONIEHTHII )JaMHUHO )-2-0Kco3ThI )kapbamaTa. K pactBopy N-
Boc-N-metwirnmununa (0,14 r, 0,7 4 mmons), HATU (0,274 1, 0,720 mmonb) u TpudtriamuHa (0,182 1, 1.80
mmons) B DMF (3 M) moGasmstmn N-((1S,3R)-3-amuHOnmKII0oneHTHN)-5-(2-MeTHI-4-(eHOKCH (e HMIT)-4-0KCOo-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaanenadrmien-2-kapookcamun (mpumep 68, npoaykr craauu A, 0,30 r, 0,60
MMOJIB) M TIEpEeMENIMBAIM NpU K. T. B TedyeHHe | 4. CMmech OUYHMIIANM C IMOMOIIbIO KOJOHOYHOH (rer-
XpoMaTorpauu ¢ Mojay4eHHeM YKa3aHHOTO B Ha3BaHMUU coequHeHus (3 62 mr, Beixox 90,0%).

Cramust B. .5-(2-Merun-4-denokcudenmn)-N-((1S,3R)-3-(2-(MeTHIaMUHO )alieTAMHIO ) IUKIIOTIEHTHIT )-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHU/T. PactBoOp TpeT-OyTuaMeTI(2-
(((18,3R)-3-(5-(2-meTnn-4-penokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kap-
0OOKCaMMI0 ) IUKJIOTICHTHII ) aMHHO )-2-0KcoaTHN)kKapoamara (362 wmr, 0,54 0 mmo:np), koHeHTpupoBanHoit HCl
(1,0 M) m MeOH (5 M) mepeMenmmBaii B TeUSHHE 5 MUH IPH K. T. U 3aTeM KOHIICHTpUpoBaau Aocyxa. Ocra-
TOK aucrieprupoBaiii Mexxay | M BomasiM pactBopoM NH,OH m DCM. Opranudeckue ciou OObEAWHSIN H
KOHIICHTPUPOBAIX JIOCyXa C TOJyYeHHEM YKa3aHHOTO B Ha3BaHWHM coeamHeHHs (267 wr, BeIxom 82%). MC
(13P): macca, paccuntannas it C3;oH;0NO4S, 570,7; m/z mo pe3ynpratam aHanumza: 571,3 [M+H]". 'H SIMP
(400 MI'u, CD;0D/IMCO-dy): 6 8,21-8,14 (m, 1H), 7,38-7,32 (m, 2H), 7,24-7,19 (m, 1H), 7,14-7,09 (m, 1H),
7,06-7,01 (m, 2H), 7,01-6,98 (m, 1H), 6,92-6,88 (m, 1H), 5,87-5,81 (m, 1H), 4,24-4,20 (m, 1H), 4,07-4,03 (m,
1H), 3,38-3,27 (m, 2H), 2,35 (s, 3H), 2,29-2,21 (m, 1H), 2,02 (s, 3H), 1,96-1,83 (m, 2H), 1,77-1,68 (m, 1H),
1,68-1,59 (m, 1H), 1,59-1,51 (m, 1H).

Mpumep 73.  N-((1S,3R)-3-(JIuMeTrinaMuHO ) IUKIOTIEHTIN)-5-(2-MeTH-4-(heHokcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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K pactBopy N-((1S,3R)-3-amuHOIIMKIONCHTIN)-5-(2-MeTHII-4-peHOKCUpeHIT )-4-0Kc0-4, 5-nuruapo-3H-1-
tHa-3,5,8-TprazaaneHadrmeH-2-kapookcamuna (mpumep 68, mpoxykr craauu A, 150 mr, 0,30 MMoib) 1 dop-
mansaeruzaa (37% 8 Boze, 1,0 i) 8 DCM (10 mir) nodasmsiim NaBH(OAc); (318 wmr, 1,50 MMonb) U niepemenin-
BaJIM TIpM KOMHATHOW Temrieparype B Tedenue 6 4. K cmecn nobasmsian 1 M Bogusiii NH; u DCM. Opranunue-
CKH cJIoOf coOHMpaly, KOHIIEHTPUPOBAIN IOCYXa M OYHINAIHA C OMOIIBIO KOJOHOYHOH (urem-xpomarorpadumu,
3aTeM Tpu nmoMoIny npenapatuBaoro TLC ¢ monydyeHHneM yKa3aHHOTO B Ha3zBaHWU coeamHeHus (109 mr, BBIXoxq
67,0%). MC (1DP): macca, paccuntanHas s C,gHpoNsO3S, 527,6; m/z mo pesynbraTtam anamuza: 528,2
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[M+H]". '"H SIMP (400 MI', JIMCO-d¢/CD;0D): & 8,23-8,17 (m, 1H), 7,40-7,31 (m, 2H), 7,26-7,21 (m, 1H),
7,15-7,08 (m, 1H), 7,07-6,98 (m, 2H), 7,00 (d, J=2,5 T'u, 1H), 6,93-6,88 (m, 1H), 5,91-5,85 (m, 1H), 4,25-4,22
(m, 1H), 2,69-2,60 (m, 1H), 2,26 (s, 6H), 2,21-2,13 (m, 1H), 2,02 (s, 3H), 1,93-1,77 (m, 2H), 1,70-1,59 (m, 2H),
1,56-1,48 (m, 1H).

Ipumep 74. N-((1S,3R)-3-I'mapokcutiukionenTun)-5-(2-mMetin-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE IOTydaln CIIocoO0OM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
O6oHOBO# KHCIOTH (mpoMexxyTrouHoe coexunenue 1) u (1R,3S)-3-amunonmknonentanona. MC (MOP): macca,
paccuutannas it Cy7HpyN4O4S, 500,6; m/z mo pesympratam anammsa: 501,3 [M+H]". 'H sIMP (400 MTI'n,
JAMCO-dy): 6 10,15 (s, 1H), 8,35-8,25 (m, 1H), 8,11-7,97 (m, 1H), 7,46-7,39 (m, 2H), 7,38-7,32 (m, 1H), 7,21-
7,15 (m, 1H), 7,15-7,04 (m, 3H), 6,99-6,92 (m, 1H), 5,98-5,91 (m, 1H), 4,75-4,67 (m, 1H), 4,24-4,14 (m, 1H),
4,13-4,05 (m, 1H), 2,16-2,08 (m, 1H), 2,04 (s, 3H), 1,89-1,81 (m, 1H), 1,78-1,66 (m, 2H), 1,64-1,49 (m, 2H).

Mpumep 75. N-((1S,3R)-3-(2-AMuHOanETaMUI0 ) IUKIONECHTHI )-5-(2-MeTHI-4-(peHOKCH(EHMIT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaMHUI.
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Cramust A. tper-bByrun (2-(((1R, 3S)-3-(5-(2-metun-4-penoxcudenmn)-4-okco-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaarenadTrineH-2-kapOoOKCaMHIO0 ) IMKIIOTIEHTHIT)aMHHO )-2-0KcoaTii)kapbamata. K pactBopy N-
((18,3R)-3-aMuHOIMKIONICHTIIA)-5-(2-MeTHIT-4-peHOKCUp eHIN )-4-0Kkc0-4,5-nuruapo-3H-1-tna-3,5,8-tpuasa-
arneHaQ TIIIeH-2-KapOokcamua (mpumep 68, mpoaykT craguu A, 0,15 1, 0,30 mmons) u N-Boc-rmumuna (0.037
r, 0,21 mmous), HATU (0,137 1, 0,360 mmons) u TpmdTuinamuna (0,091 t, 0,91 mmons) B DMF (3 mun) mepeme-
MIMBajM TPW KOMHATHON TemmepaType B TedeHne 1 4. CMech OYHMINAIN C MOMOINBIO KOJOHOYHOW rer-
Xpomartorpaduu ¢ moIydeHreM yKa3aHHOTO B Ha3BaHUU coenuaeHus (177 mr, Beixon 90,0%).

Cramus B. N-((1S,3R)-3-(2-AMuHOAIIETAMIIO ) IIUKJIONICHTH )-5-(2-MeTri-4-(heHokcupenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenadrunen-2-kapookcamua. PactBop Tper-Oytnn (2-(((1R,3S)-3-(5-(2-me-
tii-4-penokcudenmn)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuasaanenad TriaeH-2 -kapOoOKCaMuIO JIIUKIIOICH-
THJT)aMHHO)-2-0kcodTri)kapbamata (177 mr, 0,270 mmodb), kounentpupoBanHod HCI (1 mu) u MeOH (5 o)
KOHLIEHTpupoBanu pocyxa. Ocrtarok nucneprupoBanu mexay | M Bogusiv NH,OH u DCM. Opranudeckuit
CJIOW cOOMpalTi ¥ OYHMINAJIN C IOMOIIBIO0 KOJIOHOYHOH (iienm-xpoMarorpadu, 3aTeM IpH ITOMOIIH ITpernapaTnB-
Horo TLC ¢ monmydyeHueM ykazaHHOTO B Ha3zBaHuu coenunenus (130 mr, Berxox 85%). MC (MDP): macca, pac-
cuntanHas i1 CyoHogNO4S, 556,6; m/z o pesynbpratam aHanmmsa: 557,2 [M+H]+. 'H samP (400 MI', cmech
CD;0D u .JIMCO-dg): 6 8,24-8,16 (m, 1H), 7,40-7,31 (m, 2H), 7,24-7,20 (m, 1H), 7,14-7,08 (m, 1H), 7,07-7,01
(m, 2H), 7,01-6,97 (m, 1H), 6,92-6,87 (m, 1H), 5,92-5,83 (m, 1H), 4,27-4,22 (m, 1H), 4,07-4,02 (m, 1H), 3,47-
3,34 (m, 2H), 2,33-2,20 (m, 1H), 2,02 (s, 3H), 1,95-1,85 (m, 2H), 1,78-1,68 (m, 1H), 1,68-1,59 (m, 1H), 1,59-
1,50 (m, 1H).

IIpumep 76. N-((1S,3R)-3-AMHHOIIMKIONEHTI)-5-(2-MeTHI-4-heHokcudennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5, 8-tpuazaarneHadTHIICH-2-KapOOKCAMHUI.
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2

VYkazaHHOe B Ha3BaHHH COEJMHEHHUE MOJIy4alld CIIocOOOM, aHAIOTHYHBIM CcIIOCO0y mpuMepa 1, craaus A, ¢
npuMeHeHneM S-(2-metmin-4-penokcndennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kap-
OOHOBOW KUCIIOTHI (TTpoMexyTouHoe coequHenne 1) u TpeT-0ytun-N-[(1R,3S)-3-amuHonmkIoneHTmi | kapbama-
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ta. MC (UDP): macca, paccuutannas st Cy7HpsNsO5S, 499, 6; m/z no pesynsratam anamusa: 500,3 [M+H]". 'H
SAMP (400 MI'y, cmecs CD;0D u .IMCO-dy): 6 8,06-8,03 (m, 1H), 7,37-7,32 (m, 2H), 7,15-7,07 (m, 2H), 7,05-
7,01 (m, 2H), 6,99-6,96 (m, 1H), 6,90-6,86 (m, 1H), 5,73-5,69 (m, 1H), 4,23-4,20 (m, 1H), 3,52-3,42 (m, 1H),
2,43-2.34 (m, 1H), 2,00 (s, 3H), 1,97-1,88 (m, 2H), 1,87-1,79 (m, 1H), 1,76-1,68 (m, 1H), 1,62-1,53 (m, 1H).
IIpumep 77. N-((1S,45)-4-((E)-4-(AumeTnnaMuHO )0y T-2-€HAMHUJIO ) IIUKIOTeKCHIT)-5-(2-MeTHI-4-(heHOKCH -
(dhennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOOKCaMHI.

o) \
SRS -
N S O

N

Cramus A. tper-bytun ((E)-4-(((1S,4S)-4-(5-(2-metnn-4-penokcudenmn)-4-okco-4,5-nurunpo-3H-1-tra-
3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI0 JITUKIOTEKCHIT )aMHUHO )-4-0kc0o0yT-2-eH- 1 -rut)kapbamara. K pactBo-
py (E)-4-(tper-0yToKcHKapOOHNIAMHHO)OYT-2-€HOBOI KUCIIOTHI (TIpoMexyTouHoe coenunenue 34, 150 mr, 0,75
mmons), HATU (190 wmr, 0,50 mmons) u tpudTiiamuaa (101 mr, 1,00 mmons) B DMF (2 M) moGasmsiin N-
((18,45)-4-amunOIIKIIOTEKCHIT) -5 -(2-MeTHIT-4-(peHOKC U eHIT ) -4-0Kc0-4, 5-nuruapo-3H-1-tna-3,5,8-Tpuasaare-
HadTunen-2-kapookcamun (mpumep 25, 154 mr, 0,300 MMoIb) ¥ IepeMeIINBaIH MPH K. T. B Teuenue 4 4. Cmech
OYMIIATH C TOMOIIBI0 KOJOHOYHOH (hIIem-XpoMaTorpaduu ¢ IoJlydeHHEM YKa3aHHOTO B Ha3BaHWHU COEIUHEHUS
(30 mr, BeIXOT 14%).

Cramuss B. N-((1S,4S)-4-((E)-4-AMuHOOYT-2-€HaAMH/I0 ) IUKJIOTEKCHI )-5-(2-MeTHII-4-(h eHOKCU P SHIIT ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrmieH-2-kapookcamun. K pactBopy  Tpet-Oytmin-((E)-4-
(((18,4S)-4-(5-(2-meTmn-4-penokcudennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-tpuazaaneHad TuiieH-2-kap-
0GOKCaMMI0 ) IUKJIOTEKCHIT ) aMUHO )-4-0Kkco0yT-2-eH- 1 -um)kapbamara (56 mr, 0,080 mmons) B MeOH (2 mur) mo-
0aBysLTA KOHIIEHTpHUpOoBaHHBINA BomHBIH pacTBop HCI (0,2 mur). CMech KOHIICHTPUPOBAIHN JOCYXa U MOIBEPTaIN
OYHCTKE Mpu oMoty npenaparuBHoro TLC ¢ momydenueM 3asBisieMoro coenuHeHus (48 mr, Berxoq 99%).

Cramua.C.  N-((1S,4S)-4-((E)-4-(AumeTninaMuH0 )0y T-2-eHaMH 10 JIIUKIIOT €KCHIT )-5-(2-MeTHII-4-()eHOKCH-
(ennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaanenadrunen-2-kapookcamua. K pacrsopy N-((1S,4S)-4-
((E)-4-amMmuHOOYT-2-eHaAMHIO0 ) IUKIIOTEKCHIT)-5-(2-MeTun-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-
3,5,8-Tpuazaanenadrunen-2-kapookcamuaa (32 mr, 0054 mmouns) u popmansaernna (37% B Boxe, 1,0 mMi) B
DCM (10 mi) no6asmstmn NaBH(OAc); (200 mu, 0,94 MMOIb) 1 IepeMeInInBaii NpU KOMHATHOH TeMIiepaType B
teuenue 16 4. K cmecn mob6asnsmm 1 M Bogusiit NH,OH u DCM. Opranudeckuii cjioii cooupaiu, KOHIIEHTPH-
POBaJM I0CYXa M OYHIIAIN C TIOMOIIBIO KOJIOHOYHOU (Iiem-xpoMaTorpaduu, 3aTeM IpH NOMOIIH MpernapaTHB-
Horo TLC ¢ monmy4eHneM yka3aHHOTO B Ha3BaHHH coenuHeHus (15 mr, Beixon 43%). MC (MIDP): macca, paccun-
tanHas as Cs3,HzeNgO4S, 624,8; m/z mo pesynbraram aHanmza: 625,3 [M+H]+.

IMpumep 78. 5-(2-Metun-4-penokcnupennn)-N-((1S,4S)-4-((E)-4-(MeTrnaMuHO )0y T-2-€HAMHUIO )JITUKIIO-
rexcuin)-4-okco-4,5-qurnapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOOKCaMHI.

° 0 HN—
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Cranmust A. tper-bytun metun ((E)-4-(((18S,4S)-4-(5-(2-metnn-4-penoxcndennn)-4-oxco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOoOKCaMHI0 ) IIMKIIOT €KCHIT)aMUHO ) -4-0KCo0yT-2-¢eH- | -ii)kapbamat. Pac-
tBOop  N-((1S,4S)-4-amunonmknorekcun)-5-(2-metnin-4-penoxkcnupennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-
TpuazaaneHapTHIeH-2-KapOokcamuga (mpumep 25, 100 wmr, 0,20 wmmoms), (E)-4-(Tper-OyTokcu-
KapOOHMIIAMUHO )0y T-2-€HOBOH KHCIJIOTHI (IpOMexXyTouHoe coenuHeHue 34, 43 wmr, 0,20 mmoins), HATU (114
Mr, 0,300 Mmmois) 1 TpudTHIaMuHa (40 mr, 0,40 MMois) B DMF (2 mMuT) mepememnBany npH K. T. B TedeHue 4 .
PeakinoHHYI0 CMECh OYHMINAIN C MOMOIIBIO KOJOHOYHOH (urem-xpoMaTorpaduu ¢ MOMydYeHHEM YKa3aHHOTO B
Ha3BaHuH coequaeHus (71 mr, Berxox 50%).

Cramus  B.  5-(2-Metun-4-dpenoxcnpennn)-N-((1S,4S)-4-((E)-4-(MeTrnaMuHO )0y T-2-€HAMUIO )ITUKIIO-
rexcnn)-4-oxco-4,5-murnapo-3H-1-tua-3,5,8-tpuazaanenad tunen-2-kapookcamua. K pactBopy TpeT-OyTHi
metmit  ((E)-4-(((1S,4S)-4-(5-(2-meTun-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad-
THIICH-2-KapOOKCaMUI0 )[IUKIJIOTEKCHIT)aMUHO )-4-0kco0yT-2-eH-1 -min)kapbamara (71 wmr, 0,10 mmons) B MeOH
(3 mu1) nobGaBisim KoHIEHTpUpoBaHHEIH BoaHbIH pactBop HCI (0,5 mur). CMech KOHIIEHTPUPOBAIH JI0CyXa H
ocrarok gucneprupoBainu Mexxay DCM u 10% BoxusiMm NH,OH. Oprannueckuii cioi cooupanu, KOHIEHTPHPO-
BJIM JIOCYXa ¥ OYHIIAIIH C TIOMOIIBIO KOJIOHOYHOH (hieni-xpomarorpadui, 3aTeM Mpy IMOMOIIH [IPEHapaTUBHOTO
TLC ¢ momy4yeHueM yKa3aHHOTO B Ha3BaHMM coequHeHHs (22 mr, BeIxox 35%). MC (M5P): macca, paccunTan-
Hast s C33H34NO4S, 610,7; m/z o pesynbratam aHanusa: 611,3 [M+H]".
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Mpumep 79. N-((185,4S5)-4-((E)-4-AMUHOOYT-2-eHaAMUIO IUKIIOTeKCI )-5-(2-MeTriI-4-(heHokcueHmI)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamu.

O
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VYkazaHHOe B Ha3BaHWU COCHUHEHHE MpPEICTaBseT coboi mpoaykr ctamuu B, mpumep 77. MC (MOP):
Macca, paccantanHas 1 C3,H3,N¢O,S, 596,7; m/z o pe3ynsTataM aHanmsa: 597,3 [M+H] .

IIpumep 80. 5-(2-Metun-4-penoxcudenmn)-N-((1S)-3-(MeTruIaMUHO )IUKIOTIEHTHN )-4-0KCc0-4,5-TUTHIPO-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMuI.

i
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Cramus A. (S)-5-(2-Metun-4-penokcudennn)-4-okco-N-(3-okcunonentun)-4,5-murunpo-3H-1-tua-3,5,8-
TpuazaaneHaTieH-2-kapookcamua.  PactBop  N-((1S,3R)-3-ruapoxcurukionenTn)-5-(2-Metnin-4-QpeHok-
cudenmnn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrmieH-2-kapookcamuaa (mpumep 74, 250 mr, 0,50
MMOJIb) 1 iepuonuHaHn Jlecca-Maptuna (424 mr, 1,00 mmoins) B DCM (20 mur) mepemMennyBaiy mpu KOMHATHON
Temriepatype B Teuenue 16 u. Jlo6asnsum Bogy 1 DCM k cMmecu u 3ateM ee punbrpoBann. OpraHudeckuii cioi
coOMpaiH, KOHIIEHTPUPOBAJIN AOCYXa M OYHIIAIH C TIOMOIIBIO KOJOHOYHOH (Iien-xpoMaTorpaduu ¢ IoIy4eHu-
€M yKa3aHHOTO B Ha3BaHUM coeanHeHus (249 wmr, Beixox 100%).

Cramus B. 5-(2-Merun-4-denokcudenmn)-N-((1S)-3-(MeTnnaMuHO))IMKIONEHTHI )-4-0Kc0-4,5-Turuapo-
3H-1-tna-3,5,8-tpnazaanenadruieH-2-kapookcamua. K pacropy (S)-5-(2-metnin-4-penoxcndenni)-4-oxco-N-
(3-okcommknonenTn)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadtmnen-2-kapookcamuna (249  wmr, 0,499
MMoutb) 1 MetriamuHa B (1,0 mi) B8 DCM (8 mur) mo6asnsimn NaBH(OAc); (318 wmr, 1,50 MMoIIb) 1 mepemenin-
BaJiM IIPH K. T. B TedeHune 6 4. Cmech qucneprupoBanmu Mexay DCM u Bogoi. OpraHndeckuit cioit codupanu,
KOHIICHTPHUPOBAIX IOCYXa W OYHINAIN C ITOMOIIBI0 KOJOHOYHOW (uiem-xpoMaTorpadun, 3aTeM IpPH MTOMOIIN
npenapatueHoro TLC ¢ momydeHueM yka3aHHOTO B Ha3BaHWU coenmHenws (20 mr, Bexon 8%). MC (MDP):
Macca, paccuntanHas g CosH,sNsO5S, 513, 6; m/z mo pesynsTataM aHammsa: 514,3 [M+H]". 'H aMP (400
MTI'n, cmecs CD;0D n . JAMCO-dg): & 8,09-8,03 (m, 1H), 7,38-7,30 (m, 2H), 7,16-7,12 (m, 1H), 7,12-7,07 (m,
1H), 7,05-7,01 (m, 2H), 6,99-6,96 (m, 1H), 6,90-6,86 (m, 1H), 5,76-5,69 (m, 1H), 4,42-4,34 (m, 1H), 3,46-3,40
(m, 1H), 2,43 (s, 3H), 2,14-2,04 (m, 2H), 2,00 (s, 3H), 1,95-1,90 (m, 2H), 1,64-1,57 (m, 1H), 1,54-1,46 (m, 1H).

Mpumep 81. N-Luxmonentnn-5-(*S)-(2-merun-4-dpenokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpraszaaneHadTHICH-2-KapOoKcaMu .

SAGSY
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[IpoBogmiin XUpambHYIO OYUCTKY B OTHOIICHHWU N-ITUKIOMEHTHII-5-(2-MeTniI-4-GpeHOKCU(EHIIT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadTuneH-2-kapookcamuaa (mpumep 28; 794 Mr) MoCpencTBOM XUPaTb-
ot SFC (menomsmwxkHas ¢aza: CHIRALCEL OJ-H 5 mxm 250%x20 MM, mogemxHasg ¢aza: 60% CO,, 40% Me-
OH) ¢ nonyueHreM yka3aHHOTO B Ha3BaHUM coeuHEeHHMs (B Buxe *S-arpomnomzomepa; 67 mr). MC (UOP): mac-
ca, paccuntanHas st Cy;Hp4N4O3S, 484,6; m/z o pesyneratam ananmsa: 484,1 [M+H]+. 'H IMP (600 MTI'm,
CDCl): 6 9,53 (s, 1H), 8,33 (d, J=5,5 I', 1H), 7,47-7,33 (m, 2H), 7,23-6,88 (m, 6H), 6,01 (d, J=5,4 I'u, 1H),
5,71 (d, J=7,2 I'n, 1H), 4,36 (q, J=7,1 ', 1H), 2,18-2,02 (m, 5H), 1,81-1,59 (m, 4H), 1,51 (ddq, J=13,5.,8, 6, 6, 7
I', 2H).

Mpumep 82. N-Luxnonentun-5-(*R)-(2-metun-4-dpenokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpraszaaneHadTHICH-2-KapOoKcaMu .
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[TpoBoanM XUpaNbHYIO OYHCTKY B OTHOIICHWH N-IMKIONEHTHI-5-(2-MeTHi-4-¢peHokcupeHn)-4-oKkco-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamuna (nmpumep 28; 794 Mr) nocpeacTBOM XHUpalb-
Hot SFC (menomsmxkHas ¢aza: CHIRALCEL OJ-H 5 mxm 250%x20 MM, mogemxHasg ¢aza: 60% CO,, 30% Me-
OH) ¢ nonyyeHneM yka3aHHOTO B Ha3BaHWHU coexuHeHus (B Buae *R-atpornonzomepa; 67 mr). MC (MOP): mac-
ca, paccuntannas aius C,7HpyN4O5S, 484,6; m/z no pesynpratam ananmsa: 484,1 [M+H]". 'H sIMP (600 MI'w,
CDCl;): 6 9.53 (s, 1H), 8.32 (d, J=5.5 I'y, 1H), 7.45-7.33 (m, 2H), 7.25-6.91 (m, 6H), 6.00 (d, J=5.4 I'u, 1H),
5.79 (d,J=1. 0 I'y, 1H), 4.36 (h, J=1. 1 T'y, 1H), 2.17-2.02 (m, 5H), 1.79-1.62 (m, 4H), 1.62-1.40 (m, 2H).

[Ipumep 83.  N-((1S,4S)-4-T'mppokcurukinorekcmn)-5-(*S)-(2-metnn-4-henokcudenmn)-4-oxco-4,5-
murunapo-3H-1-tua-3,5,8-Tpraszaanenad TuiaeH-2-kapOOKCaMUI.
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[IpoBogmiin XUpPaTbHYIO OYUCTKY B OTHOIICHHWU N-ITUKJIOMEHTHII-5-(2-MeTniI-4-GpeHOKCHu(EeHIT)-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamuna (npumep 16; 843 Mr) nmocpeacTBoOM XUpaib-
Hort CKOKX (menomsmxHuas daza: CHIRALCEL OJ-H 5 mxm 250%x20 MM, monsmkHas ¢daza: 55% CO,, 45%
MeOH) ¢ nonyyeHneM yka3aHHOTO B Ha3BaHMM coelMHeHus (B Buue *S-atporomnzomepa; 37 mr). MC (MDP):
Macca, paccuutanHas it CrgHosN4O,4S, 514,6; m/z mo pesynbTatam aHanuza: 514,2 [M+H]". 'H saMP (600
MTI'n, CDCL): 6 9,44 (s, 1H), 8,34 (d, J=5,4 I'n, 1H), 7,46-7,34 (m, 2H), 7,27-6,91 (m, 7H), 6,01 (d, J=5,4 I'L,
1H), 5,67 (d, J=7,9 T'u, 1H), 4,14-3,93 (m, 2H), 2,13 (s, 3H), 1,84-1,66 (m, 8H).

IMpumep 84. N-((18S,4S)-4-I'mnpoxcunmknorexcui)-5-(*R)-(2-mermn-4-penokcudenun)-4-oxco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rprazaanenadruneH-2-kapOokcamMu.
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[TpoBoanM XUpaNBHYIO OYHCTKY B OTHOIICHWH N-IHMKIONEHTHI-5-(2-MeTHia-4-¢peHokcudeHn)-4-oKkco-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamuna (npumep 16; 843 Mr) nmocpeacTBoM XUpab-
Hort CKOKX (menomsmxHnas daza: CHIRALCEL OJ-H 5 mxm 250%x20 MM, monsmkHas ¢aza: 55% CO,, 45%
MeOH) ¢ nosydeHneM yka3aHHOTO B Ha3BaHMH coeluHeHHs (B Buae *R-arpomomsomepa; 35 mr). MC (UOP):
Macca, paccantannas 1 CosH,eN4O,4S, 514,6; m/z mo pe3ynsTaTaM aHanmsa: 514,2 [M+H]".

IIpumep 85. N-((1R,4R)-4-I'mapokcunorexcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

o o)
S,;)LN wOH
HN
o)
N

[IpoBogmm xupanbHyto oO4uucTKy B oTHomeHun N-((1R,4R)-4-meTokcunukmorekcu)-5-(2-metuin-4-
(enoxcupenmn)-4-oxco-4,5-murnnpo-3H-1-tna-3,5,8-Tpuazaanenadptuien-2-kapookcamuga (nmpumep 15; 843
Mmr) ocpenctBom xupanbHoit CKIKX (remoaBrkHas ¢aza: CHIRALCEL OD-H 5 mxMm 250%x20 MM, TTOABHKHAS
tdaza: 70% CO,, 30% EtOH) c monydyeHreM yka3aHHOT'O B Ha3BaHHU COeAHMHEHUs (B BHIE *S-aTpomousomepa;
18 mr). MC (U3P): macca, paccumrannas maius CogHoeN4O4S, 514,6; m/z mo pesymbraTtam aHamusza: 514,2
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[M+H]". '"H IMP (500 MTI'u, CDCL3): & 9,47 (s, 1H), 8,35 (d, J=5,5 I'n, 1H), 7,46-7,34 (m, 2H), 7,21-7,07 (m,
4H), 7,07-6,91 (m, 2H), 6,02 (d, J=5,5 I'n, 1H), 5,38 (d, J=7,9 I'u, 1H), 4,05-3,85 (m, 1H), 3,76-3,59 (m, 1H),
2,20-2,00 (m, 7H), 1,53-1,42 (m, 2H), 1,42-1,28 (m, 2H), 1,28-1,20 (m, 1H).

Mpumep 86. N-((1R,4R)-4-I'mnpokcunuknonorekcun)-5-(*R)-(2-merun-4-penokcudenun)-4-okco-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.

T Wk
N HN—'O
pea
(0]
N/ S
[IpoBogmm xupanbHyto O4uucTKy B oOTHomeHun N-((1R,4R)-4-meTokcunukimorekcui)-5-(2-metuin-4-
(dhenokcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHadrmieH-2-kapookcamuna (mpumep 15; 843
mr) nocpenctsoM xupansHoid CKXKX (menonsmxnas daza: CHIRALCEL OD-H 5 MM 25020 MM, ToABM>KHAS
taza: 70% CO,, 30% EtOH) ¢ momyueHneM yka3aHHOTO B Ha3BaHHMH coeAnHeHHs (B Buae *R-arpomonzomepa;
18 mr). MC (MDP): macca, paccuntannas st CogHpgN4O4S, 514,6; m/z no pesynbratam anamuza: 514,2
[M+H]". "H SIMP (500 MI'u, CDCly): 8 9,47 (s, 1H), 8,35 (d, J=5,5 T'u, 1H), 7,50-7,35 (m, 2H), 7,23-7,07 (m,
4H), 7,06-6,90 (m, 2H), 6,02 (d, J=5,5 I'n, 1H), 5,37 (d, J=7,9 I'u, 1H), 4,02-3,85 (m, 1H), 3,75-3,67 (m, 1H),
2,14-2,02 (m, 7H), 1,54-1,42 (m, 2H), 1,42-1,29 (m, 2H), 1,27-1,21 (m, 1H).

[Mpumep 87. 5-(*S)-(2-Metnn-4-penoxcndennin)-4-oxkco-N-((1S,3R)-3-nponmoHaMuronnKiIone T )-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOOKCaMUI.
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Cramus A. N-((1S,3R)-3-Amunonukionentun)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamu. YKa3aHHOE B Ha3BaHUHU COSIMHEHHE MOTYJIalId CIIOCOO0M,
AQHAJIOTUYHBIM cIoco0y mpuMepa 5 ¢ nmpuMeHeHneM S-(2-metuin-4-¢penoxcudennin)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapOOHOBOH KHCIOTHI (IpoMexxyTodHoe coenunenue 1, sximovas CIIOCOB 1
XUPAJIBHOI'O PA3JIEJIEHUSA ¢ momydyenmem  *S-atpomomsomepa) wu  Tper-OyTmi-N-[(1R,3S)-3-
AMUHOIIMKIIOTICHTHI |KapOaMara Ha CTaauu A.

Cramust B. 5-(*S)-(2-Metnn-4-penoxcndennn)-4-oxkco-N-((1S,3R)-3-nponmonaMuronnkiioneHTui)-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenadrmnen-2-kapookcamua. K pactBopy N-((1S,3R)-3-aneTaMumonuKIio-
neHTI)-5-(*S)-(2-metrn-4-penoxcudenmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kap-
6okcamuna (90 mr, 0,18 MMoine) u TpudTHIIaMuHA (57 MT, 0,56 MMosib) B DCM (5 Mut) 100aBIISIITN IPOTTAHOMIT-
npomnanoar (24 mr, 0,18 MMOJIB) U TIepeMeIIMBaIK TP KOMHATHON TeMIieparype B Tedenne 2 4. CMech OuuIIa-
T C TIOMOIIBI0 KOJIOHOYHOMW (iem-xpoMarorpaduu, 3aTeM ¢ moMolipio npenapatuBHoir TLC ¢ monydeHneM
YKa3aHHOTO B Ha3BaHWU coenuHeHus (53 mr, Beixox 51%). MC (MDP): macca, paccuntannas misi C3oHygN5O,4S,
555,6; m/z o pesynpTaTaM aHamu3a: 556,4 [M+H]". 'H IMP (400 MTI'w, .JIMCO-dy): & 10,15 (s, 1H), 8,33-8,26
(m, 1H), 8,25-8,12 (m, 1H), 7,86-7,78 (m, 1H), 7,46-7,39 (m, 2H), 7,38-7,29 (m, 1H), 7,20-7,15 (m, 1H), 7,12-
7,08 (m, 2H), 7,08-7,04 (m, 1H), 6,98-6,93 (m, 1H), 5,98-5,89 (m, 1H), 4,23-4,12 (m, 1H), 4,00-3,88 (m, 1H),
2,26-2,17 (m, 1H), 2,08-2,01 (m, 5H), 1,91-1,78 (m, 2H), 1,73-1,62 (m, 1H), 1,58-1,41 (m, 2H), 0,97 (t, J=7,6
I'u, 3H).

Ipumep 88. N-((1S,3R)-3-AneramumonukioneHTn)-5-(*S)-(2-metun-4-penokcudenmn)-4-okco-4,5-mu-
ruapo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMu.
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K pactBopy N-((1S,3R)-3-aneramMmumonmkioneHTn)-5-(*S)-(2-metun-4-penokcudpenmn)-4-oxco-4,5-nu-
ruapo-3H-1-tua-3,5,8-tpuazaanenadrunen-2-kapobokcamuaa (npumep 87, mpoaykt cramguu A, 90 wmr, 0,18
MMOJIB) ¥ TprdTHIaMuHa (57 Mr, 0,56 Mmons) B DCM (5 M) noGaBistin ykcycHbId anruapun (24 wmr, 0,24

wOH
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MMOJIb) U IIEPEMEIINBAIH IPH KOMHATHOHN TeMIiepatype B TedeHue 2 4. CMech OYHIIAIN C TIOMOIIBIO KOJIOHOY-
HOU (prem-xpomaTorpaduu, 3ateM ¢ moMoIbko npemnapatuBHod TLC ¢ momydeHHeM yKa3aHHOTO B Ha3BaHUU
coenuHeHus (53 mr, Bexoa 53%). MC (MDP): macca, paccuntanHast s CyoH,7NsO4S, 541,6; m/z o pesynbra-
tam ananmsa: 542,4 [M+H]". 'H SIMP (400 MTI'r, .JIMCO-dq): & 10,16 (s, 1H), 8,37-8,12 (m, 2H), 7,95-7,87 (m,
1H), 7,45-7,39 (m, 2H), 7,36-7,29 (m, 1H), 7,20-7,15 (m, 1H), 7,12-7,08 (m, 2H), 7,08-7,05 (m, 1H), 6,98-6,93
(m, 1H), 5,97-5,87 (m, 1H), 4,24-4,12 (m, 1H), 3,99-3,90 (m, 1H), 2,25-2,17 (m, 1H), 2,03 (s, 3H), 1,91-1,80
(m, 2H), 1,78 (s, 3H), 1,72-1,62 (m, 1H), 1,60-1,50 (m, 1H), 1,49-1,40 (m, 1H).

IIpumep 89. N-((1S,4S)-4-((*E)-2-1{naHo-3-HUKIOTPONIIAKPHAIAMHEIO ) ITUKIIOTeKC I )-5-(*S)-(2-MeTrin-4-
(dhenoxcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMH/I.
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Cramus  A. N-((1S,4S)-A-((*E)-2-IlnaHo-3-IHUKIOTPOTIIAKPHIAMHIIO ) IIUKJIOTeKCHIT)-5-(2-MeTri-4-(e-
HOKCU(eHWT)-4-0kc0-4,5-muruapo-3H-1-tna-3,5,8-rpuazaaneHadTiieH-2-kapookcaMui. YKazaHHOE B Ha3Ba-
HUU COCAVHECHHE TOJydYaldW CIIOCOOOM, aHAJIIOTHYHBIM CIOCOOy mpuMmepa 7, ¢ TpUMEHeHHueM S5-(2-meTwii-4-
(enoxcupenmn)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenad TnineH-2-kapOOHOBOH KHCIOTHI (TPOMEXY-
ToyHOE coenuHenue 1) u Tper-0ytmi-((1S,4S)-4-aMuHOIMKIIOTeKCMIT)Kapbamarta Ha CTaiuu A.

Cragus B. N-((18S,4S)-4-((*E)-2-1lnano-3-IHUKIOTPONMAIAKPHUIAMHUIO0 JIUKIOTeKCH )-5-(*S)-(2-MeTmin-4-
(enoxcupenmn)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenad rnineH-2-kapookcaMul. XUpalIbHYyIO OYHCT-
Ky mpoBoguiau B oTHomeHuu N-((1S,4S)-4-((*E)-2-1rano-3-nuuKIonponaKpuiIaMuI0 JIIUKIOTeKCHT)-5-(*S)-
(2-metmin-4-penoxcudennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadpTmieH-2-kapookcamuna (29,5
mr) nocpenctBoM xupansHoit CKOKX (Hemonsmknas daza: CHIRALCEL OJ-H 5 mxm 250x20 MM, ToABHKHAS
taza: 60% CO,, 40% MeOH) ¢ nmonydeHneM yKa3aHHOTO B Ha3BaHUM COeAWHEHHA (B BUAe *S-arpomomsomepa;
10 mr). MC (MDP): macca, paccuntannas st CsisH3;pNgO,4S, 632,7; m/z mo pesynbTaTtam aHamuza: 632,2
[M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,33 (d, J=5,5 I'u, 1H), 7,49-6,84 (m, 9H), 6,08 (d, J=5,5 Tu, 1H),
4,14-3,88 (m, 2H), 2,17-1,68 (m, 12H), 1,38-1,18 (m, 3H), 1,03-0,79 (m, 2H).

IIpumep 90. N-((18S,4S)-4-((*E)-2-1lnano-3-muKIonponuIakpuIaMHI0 )IIUKIOTeKCH )-5-(*R)-(2-meTrn-4-
(dhenoxcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHI.
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Cramus A. N-((18S,45)-4-((*E)-2-1{nano-3-HKIONPONIIaAKPUIAMHUJIO ) TUKJIOT €KCHIT)-5-(2-MeTrIT-4-heHOK-
cudenmnn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadTimiieH-2-kapookcaMul.  YKazaHHOC B Ha3BaHUHU
coeMHEHHE TIOTyJalld ¢ IpuMeHeHueM craauii A-B B mpumepe 19 (43 mr).

Cramus B. N-((1S,4S)-4-((*E)-2-1lnano-3-mukIonponuiakpuIaMHI0 )IIUKIOTeKc i )-5-(*R)-(2-meTrn-4-
(enoxcupenmn)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenadrunes-2-kapookcaMu.  XHUpaabHyl0 OYH-
cTKy npoBoawiu B otHommeHnn N-((18S,45)-4-((*E)-2-unano-3-1uKI0nponnIakpHiIaMiI0 )IIUKIOT eKCHT)-5-(2-
metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadtunen-2-kapookcamMmuia  (mpumep
19; 29,5 mr) nocpencteom xupainpbHo CKIXKX (wemomsmxknast ¢aza: CHIRALCEL OJ-H 5 mxm 250x20 mm,
noasmwxHas ¢aza: 60% CO,, 40% MeOH) ¢ noiyueHnem yka3aHHOTO B Ha3BaHWHM coeanHeHus (B Buae *R-
atporonsomepa; 11 mr). MC (MDP): macca, paccunrannas mist C3sH3;oNqO4S, 632,7; m/z o pesynbraTaMm aHa-
mmza: 632,2 [M+H]". 'H SIMP (400 MTI'ti, CD;0D): & 8,33 (d, J=5, 6 I'ni, 1H), 7,49-6,87 (m, 9H), 6,07 (d, J=5.5
I'y, 1H), 4,11-3,89 (m, 2H), 2,17-1,68 (m, 12H), 1,37-1,23 (m, 3H), 1,05-0,77 (m, 3H).

Mpumep 91. N-((1R,2R)-2-AmuHonuknonenTun)-4-okco-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-Tua-
3,5,8-tpuazaanenadtuneH-2-kapobokcaMu.
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B cyxo#f cuuHTHWUIAIMOHHBIA (rmakoH B atMocdepe Ar ¢ MarHUTHBIM MEIIATBHUKOM, COJCpPIKAIUMA
(1R,2R)-Tpanc-N-Boc-1,2-tiuknonenranauamut (306,6 mr, 1,531 mMois), aumsonpormmmdTiiaamMud (0,525 wmur,
3,00 mmons) u THF (4 mi) MmenneHHo n00aBisui P KOMHATHOHN TeMIiepaType Mo KaruisiM MPH TTOMOIIH IITPH-
na 4-oxco-5-(4-penokcudenmn)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOoHUIXaopua  (mpo-
MexyTouHoe coenuaerue 9, 10 mur, 0,1 M, 1 MMoub) 1 iepemenuBaiy npu K. T. OOpa3oBaHHBINA 0CAIOK B peak-
IIMOHHOM pacTBOpe GUIbTPOBAIH U ornoackuBain ddupom. Octatok pactBopsiin B DCM, 1006aBisiIn U30BITOK
HCL B nmuokcane (4 M, 5 min) u nepememmBany B Tederre 90 mun npu 50°C. Peakuuio KOHIIEHTPHUPOBAIN JI0-
cyxa M ocTaTtok pactBopsuii B DMSO u ounmianu mocpenctsom HPLC ¢ monydeHneM yka3aHHOTO B Ha3BaHUHU
coequaeHus (189,1 mr, Bexon 38,94%). MC (MUDP): macca, paccunrannas miast CsHypsNsOsS, 485,6; m/z no
pesynbTaTam aHammsa: 486,1 [M+H]'.

IMpumep 92. 5-(*S)-(2-Metun-4-penoxcndpennin)-4-oxco-N-((18S,4S)-4-nponroHaMuionuKIoreKcui)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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[IpoBogmin XUpagbHYI0 OYUCTKY B OTHOMICHHWH S-(2-meTnn-4-peHokcudenrn)-4-okco-N-((1S,4S)-4-
MIPOITMOHAMHIOTIMKIIOTeKCHIT)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad truinen-2-kapookcamuna (mpumep 65;
76 mr) nocpeacteom xupanbHoi SFC (menoasrkHas gaza: CHIRALCEL OD-H 5 mim 250%20 MM, moIBHKHAS
tdaza: 50% CO,, 50% EtOH) c monmy4yennem yka3aHHOT'O B Ha3BaHWH COeAWHEHHS (B BHIE *S-aTpormomnszomepa;
33 wmr, Beixog 17%). MC (MDP): macca, paccuutannas g Cs; H3 NsO4S, 569,7; m/z o pe3ynbratam aHamu3a:
569,2 [M+H]".
Mpumep 93. 5-(*R)-(2-Metun-4-penoxcudpenni)-4-oxco-N-((18S,4S)-4-nponroHaMuionmKiIorekcui)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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[IpoBogmin XWpadbHYIO OYUCTKY B OTHOMICHHWH S-(2-metnin-4-peHokcudenrn)-4-okco-N-((1S,4S)-4-
MIPOITMOHAMHIOTIMKIIOTeKCHIN)-4, S-nuruapo-3H-1-tna-3,5,8-tpuazaanenadtrinen-2-kapookcamuaa (mpumep 65;
7 9 mr) nocpenctoM xupanbHol SFC (HenmomsmxHas daza: CHIRALCEL OD-H 5 MM 250%20 MM, MOABHX-
Hast ¢aza: 50% CO,, 50% FEtOH) ¢ momydeHmeM yKa3aHHOTO B Ha3BaHMM coexauHeHHs (B Bupe *R-
atporonsomepa; 30 mr, 16% Bbixox). MC (DP): macca, paccunrannas mist Cs1HzNsO,S, 569,7; m/z no pe-
3ynpTataM aHamm3a: 569,2 [M+H]".

Ipumep 94. N-((1S,4S)-4-Aneramunonukiorekcun)-5-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOOKCaMUI;
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[IpoBogmm xupambHylo o4ncTKy B oTHomeHun N-((1R,4R)-4-ameramuponukmorekcui)-5-(2-metuin-4-
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(enoxcupenmn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadtruien-2-kapookcamuga (npumep 64; 103
Mr) mocpenctBoMm xupanbHoit SFC (wemomsmxknas ¢aza: CHIRALCEL OD-H 5 mxm 250x20 MM, moaBmKHAS
tdaza: 50% CO,, 50% EtOH) c monydyeHreM yka3aHHOT'O B Ha3BaHHWU COeAMHEHUs (B BHIE *S-aTpomouszomepa;
36 wmr, Beixon 19%). MC (MDP): macca, paccuutannas g C3gHyoNsO4S, 555,7; m/z o pesynbpratam aHamusa:
555,2 [M+H]".

Ipumep 95. N-((1S,45)-4-Aneramunonukiorekcun)-5-(*R)-(2-metun-4-henokcudenmn)-4-oxco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

SAYSY
OO

[IpoBogmm xupambHyl0 04rcTKy B oTHomeHun N-((1R,4R)-4-ameramumonukiorekcui)-5-(2-metuin-4-
(dhenoxcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHadrmieH-2-kapookcamuna (mpumep 64; 103
mr) nocpenctBoM xupaiabHoi SFC (menoxsmxnas ¢aza: CHIRALCEL OD-H 5 mkMm 250%x20 MM, moxBMKHas
taza: 50% CO,, 50% EtOH) ¢ momyueHneM yka3aHHOTO B Ha3BaHHMH coeAnHeHHA (B Buae *R-arpomonzomepa;
36 wmr, BeIxoa 19%). MC (MOP): macca, paccunrannas mist C3gH,oNsO4S, 555,7; m/z mo pesynbraTtam aHanmsa:
5552 [M+H]". 'H SIMP (600 MI't, CDCl;): § 9,48 (s, 1H), 8,36 (d, J=5,5 T, 1H), 7,49-7,34 (m, 2H), 7,22-7,14
(m, 2H), 7,13-7,05 (m, 2H), 7,05-6,91 (m, 2H), 6,03 (d, J=5,4 I'y, 1H), 5,62 (dd, J=49, 6, 7,4 I'u, 2H), 4,20-3,87
(m, 2H), 2,13 (s, 3H), 2,01 (s, 3H), 1,93-1,81 (m, 4H), 1,81-1,76 (m, 2H), 1,74-1,68 (m, 2H).

IMpumep 96. N-(rac-(1,3-1uC)-3- AMAHOIIMKIONEHTHI)-4-0KCc0-5-(4-henokcudennn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TriieH-2-kapOoKcaMuI.
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Cragus A. Panemuueckuii-tper-0yTun-(3-(4-okco-5-(4-dhenokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaarneHaTHIeH-2-KapOOKCaMUIO ) IMKIIONCHTII )KapOamaTa. B cyXxol CIMHTHIUISIIIMOHHBIA (IIaKOH B aTMO-
chepe Ar C MarHUTHBIM MEUIAJBHUKOM, cojepxkammii  Tper-Oytmi-rac-[(1S,3R)-3-amuHonmkIoneH-
i |kapbamar (295 wmr, 1,48 mmozns), THF (4 mur) u DIPEA (0,525 M, 3 MMoIb), MEIIEHHO 0OaBISIIH (IO Ka-
IUISIM) TIpU K. T. 4-0kco-5-(4-¢penoxcudennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadruinen-2-kapOoHu-
xyopun (mpoMexyroanoe coequnerue 9, 10 v, 0,1 M, 1 mmois). Korma LCMS mokasaia, 94To peakiys 3aBep-
MIMJIaCh, PEaKIio KOHIICHTPHPOBAIIHN JOcyxXa u pacTBopsuid B DCM.

Cramus B. N-(rac-(1,3-1inc)-3- AMHHOIUKIOTIEHTHN )-4-0KC0-5-(4-henokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenadtuneH-2-kapbokcamua. PactBop paremudeckoro-tper-oyTmi-(3-(4-okco-5-(4-henokcude-
Hu)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapbokcaMuao JIukiIoneHTmwnkapoamara B HCl B
muokcane (4 M, 5 mun) nepememuBany npu 50°C B TeueHue 2 4. PeakIIMOHHYI0 CMECh KOHIICHTPUPOBAIH JIOCY-
xa, pactBopsuit B DMF u ounmanu ¢ momompeio HPLC ¢ monydeHneM ykazaHHOTO B Ha3BaHWW COCAMHCHHUS
(231,6 wmr, 47,70% Bexon). MC (MUDP): macca, paccuutannas mist CyHp3NsO4S, 485,6; m/z mo pesynsratam
anammsa: 486,1 [M+H]". 'H SIMP (500 MI'u, CD;OD): & 8.14 (d, J=5.7 I'n, 1H), 7.47-7.26 (m, 4H), 7.22-7.02
(m, 5H), 6.01 (d, J=5.7 I', 1H), 4.45-4.30 (m, 1H), 3.61-3.51 (m, 1H), 2.60-2.46 (m, 1H), 2.21-1.60 (m, 5H).

Mpumep 97. N-((1R,2S)-2-AmuHonuknoneHTun)-4-okco-5-(4-penoxcudenmn)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCcaMHI.
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Cramus  A. Ttper-bytun-((1S,2R)-2-(4-okco-5-(4-peHokcudennn)-4,5-quruapo-3H-1-tua-3,5,8-rpuasza-
anieHad THIIeH-2-KapOOKCaMuI0 ) IMKJIOTICHTIIT)KapOamarta. B cyxoil CHMHTHIUIALMOHHBIN (h1akoH B atMocdepe

[e]
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Ar ¢ MarHUTHBIM MEUIAJIBHUKOM, copepxkanmi Tper-O0ytmi-((1S,2R)-2-amunonukionentun)kapbamar (301,2
mr, 1,504 mmone), THF (4 mn) u qumsonpommwmtmwiamud (0,525 Mo, 3,00 MMons), MesieHHO 100aBisud (110
KaIlIsiM) TIPH K. T. 4-0kco-5-(4-henokcudennn)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaanenadtuneH-2-kapOOHMII-
xyopun (mpoMexyrodnoe coeauaenue 9, 10 mi, 0,1 M, 1 MMo:b). 3a mpoTeKaHHEeM PEAKINH CICIUIH C TIOMO-
mpio LCMS. O6pa3oBaHHBIN 0CaIoK GHUIBTPOBAIH U OTIOJIACKHBAIH d(DUPOM.

Cramus B.  N-((1R,25)-2-AmuHonukinonenTun )-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenadtunen-2-kapbokcamua. Ocamok co craguu A pactBopsuii B DCM, u 106aBisuim u30BITOK
HCI B nuokcane (4 M, 5 mi), n nepememmmBany npu 50°C B reuenue 90 muH. Peakiinonnyro cMech KOHIEHTPH-
pOBaIM OCyXa, U OCTaToK pactBopsd B DMF, n ounmanu ¢ momomsto HPLC ¢ mosmydeHrneM yka3aHHOTO B
Ha3Banuu coenuHeHus (142,3 mr, 29,31% Beixon). MC (UOP): macca, paccunTaHHast JIst C26H23N503$, 485,6;
m/z 1o pesynbratam aHamsa: 486,1 [M+H]". 'H SIMP (500 MI't, CD;OD): & 8,24 (s, 1H), 7,48-7,27 (m, 4H),
7,24-7,03 (m, 6H), 6,11 (s, 1H), 4,59-4,38 (m, 1H), 3,78-3,58 (m, 1H), 2,22-2,06 (m, 2H), 1,98-1,65 (m, 4H).

Mpumep 98. N-((1S,2R)-2-AmuHonuknoneHTun)-4-okco-5-(4-penoxcudenmn)-4,5-murnapo-3H-1-Tua-
3,5,8-TpnazaanenadruieH-2-kapOokcaMuaa.
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Cramus A. tper-bytmi-((1R,2S)-2-(4-okco-5-(4-benokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaarne-
HaTHIICH-2-KapOOKCaMHIO ) IIUKJIONIEHTII )KapbaMaT. B cyxol CIMHTHIUIAIIMOHHBINA (1akoH B aTMochepe Ar ¢
MarHUTHBIM MeEIIaTBHUKOM, conepxamuii (1R,2S)-2-amuno-1-(N-Boc-amuno) mukinonenran (296,5 mr, 1,480
mmods), THF (4 min) u qumsonpormmatmwiamu (0,525 o, 3,00 MMOJIB), MEIUTEHHO M00aBIISIIH (MO KAIUISIM) TIPU
K. T. 4-okco-5-(4-penoxcuennn)-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadtuien-2-kapoonumnxiaopus (mpo-
MexxyTrouHoe coequaenue 9, 10 mu, 0,1 M, 1 MMons). 3a mpoTekaHHEM peakluu ciaeauim ¢ moMomso LCMS.
O0pa30BaHHBIN 0CATOK (HMIETPOBAIN H OTIOJIACKABAIN 3PHUPOM.

Cramus  B.  N-((1S,2R)-2-AmuHonuknonentun)-4-okco-5-(4-penokcudenmn)-4,5-nmuruapo-3H-1-Tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcamuaa. Ocagok co ctaauu A pactBopsuin B DCM, u 100aBisiiin U30BITOK
HCI B nuoxkcane (4 M, 5 mi), n nepememmmBany npu 50°C B reuenue 90 muH. Peakiionnyro cMech KOHIIEHTPH-
pOBaIM OCyXa, U OCTaToK pactBopsid B DMF, n ounmanu ¢ momometo HPLC ¢ momydeHrneM yka3aHHOTO B
Ha3BaHuH coeauHenwus (126,6 mr, Beixon 26,07%). MC (M3P): macca, paccuntannas st CysH,3N5O3S, 485, 6;
m/z no pesynbTaTaM aHammu3a: 486,1 [M+H]". 'H sIMP (500 MTI';, CD;0D): 6 8,15 (d, J=5,6 ', 1H), 7,48-7,24
(m, 4H), 7,21-7,04 (m, 5H), 6,02 (d, J=5,7 'y, 1H), 4,56-4,43 (m, 1H), 3,62 (s, 1H), 2,28-2,05 (m, 2H), 2, 04-1,
58 (m, 4H).

Ipumep 99. N-((18S,45)-4-(JumeTrnaMuHO)IuKIOoTeKCHN )-5-(*S)-(2-MeTnn-4-peHokcudenmn)-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KkapOOKCaMHUI.
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[IpoBogmmn XupaibHYI0 OYUCTKY B oTHomeHUH N-((1S,4S)-4-(auMeTnaMHuHO )IIUKIIOTeKCHIT)-5-(2-MeTHII-
4-penokcudenrn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tunen-2-xkapobokcamuaa (mpumep 66; 100
mr) nocpenctBoMm xupansHoit SFC (aenoxsmwxnas ¢aza: CHIRALCEL OJ-H 5 mxm 250x20 MM, moxBM>XKHAs
tdaza: 70% CO,, 30% EtOH) c monmy4yennem yka3aHHOT'O B Ha3BaHWH COeAWHEHHS (B BHIE *S-aTpormomnszomepa;
30 wmr, Beixon 17%). MC (MOP): macca, paccunrannas mist C3oH; NsOsS, 541,7; m/z mo pe3ynbraTam aHanm3a:
541,2 [M+H]". "H SIMP (600 MI'n, CDCl5): & 8,35 (d, J=5,5 I'n, 1H), 7,46-7,35 (m, 2H), 7,27 (s, 0H), 7,23-7,06
(m, 4H), 7,03-6,89 (m, 2H), 6,01 (d, J=5,5 T'u, 1H), 5,82 (d, J=7,9 I'y, 1H), 4,18 (dq, J=6,7, 3,8 T'u, 1H), 2,33 (s,
6H), 2,13 (s, 4H), 1,92-1,55 (m, 8H).

Mpumep 100. N-((18,4S)-4-(Aumernnamuno)uukiaorekcmin)-5-(*R)-(2-metuin-4-penoxcudenn)-4-oxco-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOoKCaMuJI.
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[IpoBogmn XupabHYI0 OYUCTKY B oTHOmEeHUH N-((1S,4S)-4-(auMeTnaMHuHO )IIUKIIOTeKCHIT)-5-(2-MeTHII-
4-penokcudenrn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad runen-2-xkapobokcamuaa (mpumep 66; 100
mr) nocpexactBoMm xupansHoit SFC (aenoxsmwxnas ¢aza: CHIRALCEL OJ-H 5 mxm 250x20 MM, moxBM>XKHAs
taza: 70% CO,, 30% EtOH) ¢ momyueHneM yka3aHHOTO B Ha3BaHHMM coeAnHeHHs (B Buae *R-arpomonzomepa;
32 wr, Beixon 18%). MC (MOP): macca, paccunrannas mist C3oH; NsO4S, 541,7; m/z mo pe3ynbraTtam aHanm3a:
541,2 [M+H]". 'H SIMP (600 MI't, CDCl;): & 8,35 (d, J=5,4 I'ni, 1H), 7,49-7,35 (m, 2H), 7,27 (s, 1H), 7,25-7,06
(m, 4H), 7,06-6,92 (m, 2H), 6,01 (d, J=5,4 I'u, 1H), 5,70 (d, J=7,9 T'n, 1H), 4,22-4,08 (m, 1H), 2,31 (s, 6H), 2,13
(s, 4H), 1,92-1,63 (m, 8H).

Mpumep 101. N-((1S,3R)-3-AxpunamunonmkioneHTn)-5-(*S)-(2-merun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-mertnn-4-denHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJOTHI (TpoMexyTouHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHn-
em *S-atpononzomepa) u Tper-0yTHi-N-[(1R, 3R)-3-amunounknonenTm|kap6amara (IIpOMEKYTOYHOE COE/IU-
Hernne 37) Ha craguu A. MC (UDP): macca, paccuurannas 1t C3oH,7NsO4S, 553,6; m/z mo pesynpratam aHa-
mmza: 554,4 [M+H]". 'H SIMP (400 MT'n, IMCO-dg): & 10,16 (s, 1H), 8,33-8,27 (m, 1H), 8,26-8,10 (m, 2H),
7,45-7,40 (m, 2H), 7,38-7,32 (m, 1H), 7,21-7,15 (m, 1H), 7,13-7,08 (m, 2H), 7,08-7,05 (m, 1H), 6,98-6,94 (m,
1H), 6,25-6,16 (m, 1H), 6,10-6,04 (m, 1H), 5,97-5,90 (m, 1H), 5,58-5,52 (m, 1H), 4,26-4,15 (m, 1H), 4,09-3,98
(m, 1H), 2,31-2,22 (m, 1H), 2,04 (s, 3H), 1,94-1,83 (m, 2H), 1,75-1,65 (m, 1H), 1,64-1,56 (m, 1H), 1,56-1,47
(m, 1H).

IMpumep 102. N-((1S,3R)-3-(2-(muMeTHIAMHUHO )alleTaM U0 )ITUKIONEHTI)-5-(*S)(2-MeTmin-4-peHokcn-
(dhennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-KkapOOKCaAMHI.

O
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K cmecn 2-(muMernnamMuHO)ykcycHoOM kucnothl (32 mr, 0,31 mmons), HATU (119 wmr, 0,313 mMMomb) u
tpudTiiamuHa (95 mr, 0,94 mmons) B DMF (3 M) mo6asmsumn N-((1S,3R)-3-amunonnkinonenTuin)-5-(*S)-(2-
metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadtunen-2-kapookcamMmuyn  (pumep
87, mpoaykt craguu A, 156 mr, 0,312 MMoJIb) U TIEpeMEIIUBAIM NPH K. T. B TedeHue 1 4. CMech ouuIaiy ¢ 1mo-
MOIIBIO KOJIOHOYHOH (hier-xpomarorpaduu, 3aTeM ¢ momorbeko npenaparuHoil TLC ¢ moiay4eHneM yka3aHHO-
ro B Ha3BaHuU coenuHeHus (59 mr, Beixoa 96%). MC (MDP): macca, paccuurtannas anst Cs; H3NgO4S, 584,7;
m/z 10 pe3ynbTaTam aHanmza: 585,4 [M+H]'.

Ipumep 103.  5-(*S)-(2-Metun-4-henoxcudennn)-N-((1S,3R)-3-(2-(MeTrIIaMIHO )alIe TAMHUIO )ITHKIIO-
neHTI)-4-0kco-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaarnenad aneH-2-kapOookcaMu .
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Cramus  A. tper-byrun-mermn(2-(((1R,3S)-3-(5-(*S)-(2-metun-4-dpenokcudenmn)-4-oxkco-4,5-nuruapo-
3H-1-tuna-3,5,8-TpnazaanenadruieH-2-kapOOKCaMUI0 ) IUKJIOTIEHTIIT)aMIHO )-2-0KcoaTHi)Kapbamata. K cmecu
Boc-capko3una (31 wmr, 0,16 mmons), HATU (61 mr, 0,16 mMois) u TpusTiun amuHa (49 wmr, 0,4 8 MMoib) B
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DMF (3 wmm) moGamsmu N-((1S,3R)-3-amunornukinonentun)-5-(*S)-(2-metnn-4-¢penokcudenun)-4-oxco-4,5-
muruapo-3H-1-tua-3,5,8-Tpuaszaanenadrunen-2-kapookcamua (mpumep 87, nmpoxaykr craguun A, 80 wmr, 0,16
MMOJIb) W TIEpEMENIMBAIA TPU K. T. B TedeHWe | 4. CMech OUYHMIIANU C TIOMOINBIO KOJOHOYHOW (hiem-
xpomarorpaduu ¢ moaydeHneM yKa3aHHOTO B Ha3BaHUU coeauHeHus (107 mr, Beixon 100%).

Cramus  B. 5-(*S)-(2-Metuin-4-dpenoxcudennn)-N-((1S,3R)-3-(2-(MeTrHIaMuHO )arie TaMU 10 ) ITUKIIOTICH-
THN)-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenad tmnen-2-kapookcamua. PactBop Tper-OyTwin MeTui (2-
(((1R,3S)-3-(5-(*S)-(2-meTmin-4-penokcudennn)-4-okco-4,5-quruapo-3H-1-tna-3,5,8-rpuazaanenadp TuneH-2-
KapOOKCaMH/I0 ) IUKIIOTICHTHIT ) aMIHO )-2-0KcodTruT)kapbamara (107 mr, 0,16 Mmosb) B koHIeHTprpoBanHOoi HCI
(1 M) 1 MeOH (5 mut) xoHIIeHTpUpoBamK gocyxa. OCcTaToK JUCHEPTUPOBATIH MEXIy 1 M BOJHBIM pacTBOpOM
NH; u DCM. Opranudeckuii ciiod cOOMpany U OYHUINAIHA C TIOMOIIBI0 KOJIOHOYHOW (Iieni-XxpoMaTorpaduu C
MOJIyYeHHEM yKa3aHHOTO B Ha3BaHWU coeanHeHus (57 mr, Beixox 63%). MC (MOP): macca, paccunTanHas Juis
C30H30N40,S, 570,7; m/z o pesynbTatam aHammsa: 571,4 [M+H]".

IMpumep 104. N-((1R,2S)-2-AxkprnaMuIoINKIONEHTH)-4-0KCc0-5-(4-penokcndennn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TiiieH-2-kapOoKcaMuI.
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Cramus A. tper-bytmi-((1S,2R)-2-(4-okco-5-(4-benokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaare-
Ha THIICH-2-KapOOKCaMHIO ) IIUKJIONIEHTII )KapbamaTa; B cyxoit CMHTHUIAIMOHHBINA (JakoH B atMochepe Ar,
coJlep Kaluii MarHUTHBIA MEMANbHUK, 100aBisaau TpeT-OyTmin-N-((1S, 2R)-2-aMuHOIMKIIONEHTII) KapbaMar
(301,2 mr, 1,504 mmoms), THF (4 M) u munzonpornmmTiiamud (0,525 v, 3,00 MMoinb). JIo6aBIIsIy 10 Karisam
4-oxco-5-(4-penokcudenmn)-4,5-nmuruapo-3H-1-tua-3,5,8-rprazaaneHad THiaeH-2-KapOOHMIXIOPHUA (TTPOMEXKY-
ToyHoe coenunaeHue 9, 10 mu, 0,1 M, 1 MMonB) K BBIICYKa3aHHOMY peakIMOHHOMY pacTBopy. OOpa3oBaHHBII
TBEPABIA 0CalOK (UIBTPOBAIH U ONOJACKUBAIN 3(upoM. HeouneHHsbIi MpoIyKT MCIOIb30BAIM Ha CIEIyIO-
el cTaguu peakuu 0e3 TOMOTHUTEIbHOW OYHCTKH.

Cramus  B.  N-((1R,25)-2-AmuHonuknonentun)-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-Tua-
3,5,8-tpuazaanenadtunen-2-kapbokcamua.  PactBopsuin  TpeT-0yTHia-((1S,2R)-2-(5-(2-meTmn-4-henokcude-
HU)-4-0KCc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrireH-2-kapOOKCaMu 10 ) IMKJIOTICHTHI )KapOaMaT B
DCM, no6Gasmsnu m36eitok HCl B nmuokcane (4 M, 5 M) u obecrieunBaliv peaknuio B TedeHue 90 MUH TpH
50°C. PeakiioHHYyI0 cMech KOHIIEHTPHPOBAIH JI0CyXa, OCTaToOK pacTtBopsuin B DMF u ounmianu ¢ nmomomnipio
HPLC ¢ ocHoBHO# oOpaTHO# (ha30ii ¢ MoNMydeHHEM YKa3aHHOTO B Ha3BaHWU coenuHeHws (142 wmr, BBIXOM 2
9,3%).

Cramus  C. N-((1R,2S)-2-AxpunaMuIOIMKIONEHTI)-4-0Kc0-5-(4-penokcndennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TruieH-2-kapookcamMua. B HeOOMbIION BBRICYIIEHHBI B MUKPOBOJIHOBOH Me4yH (hJIakoH B
atMoc(epe aprona nobasmsu N-((1R,2S)-2-amuHonukinonentun)-5-(4-penokcudenun)-4-okco-4,5-nuruapo-
3H-1-tna-3,5,8-tpnazaanenadruies-2-kapookcamun (45,8 mr, 0,094 mmons), DCM (1,0 M) u TpUITHIAMUH
(0,067 mi, 0,47 Mmmonb). ®akoH oxiaxaany a0 -20°C Ha OaHe Jen/aneToH U A00aBsuy 1o karwisam 0,17 mo
pactBopa npor-2-eHomrxiopuaa B DCM (0,5 M B 10 vt DCM) B Teuenue 10-15 MuH u 3aTeM oOecriednBaIn
MeJUICHHOE HarpeBaHue JI0 K. T. B TeUeHHe 5 MUH. PeakIMOHHYIO cMech OYMINAIM C MOMOUIBIO KOJOHOYHOM
¢nem-xpomarorpaduu u 3arem ¢ nomouipio HPLC ¢ ocHOBHO# 0OpaTHOW (a3oil ¢ moigydyeHHeM yKa3aHHOTO B
Ha3BaHuM coenuneHus (7,6 mr, Beixoa 15%). MC (U9QP): macca, paccunrannas aimst C,oH,sNsO,S, 539, 6; m/z
10 pe3yibTaTaM aHanmmsa: 540,2 [M+H]". 'H siIMP (500 MI', CD;0D): 6 8,26 (s, 1H), 7,49-7,27 (m, 4H), 7,27-
7,04 (m, 5H), 6,38-6,04 (m, 3H), 5,61 (dd, J=10,2, 1,9 I'y, 1H), 4,51-4,38 (m, 2H), 2,16-1,99 (m, 2H), 1, 99-1,
55 (m, 4H).

IIpumep 105. N-((1R,2R)-2-AxpunaMunonuKiIoneHT)-5-(*S)-(2-metun-4-henoxcudenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tpuazaanenad TuiaeH-2-KkapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM cIOoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-Metni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIOTHI (IpoMekyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIbBHOT'O PA3IEJIEHUS ¢ mony4enu-
eM *S-arpomomsomepa) u TpeT-0yThia-N-[(1R,3R)-3-amuHonmkmonenTi|kapbamaTa BMecto TpeT-0yTmi-((1S,
4S)-4-amuHonukIorekcun )kapbamara Ha ctaguu A. MC (M3P): macca, paccuntannas mis CsoH,7NsO4S, 553,6;
m/z 1o pe3ynbTaTaMm aHanmsa: 554,4 [M+H]". 'H IMP (400 MTI't;, CD;0OD): 6 8,30 (d, J=5,5 I'u, 1H), 7,45-7,35
(m, 2H), 7,30-7,24 (mz, 1H), 7,21-7,12 (m, 1H), 7,11-7,02 (m, 3H), 7,00-6,93 (m, 1H), 6,29-6,15 (m, 2H), 6,05
(d, J=5,5 I'u, 1H), 5,65-5,58 (m, 1H), 4,33-4,16 (m, 2H), 2,23-2,09 (m, 5H), 1,87-1,75 (m, 2H), 1,72-1,51 (m,
2H).

Mpumep 106. 5-([1,1'-Budennn]-3-mm)-N-((1R,2S)-2-akprunaMunonukiorekcmn )-4-okco-4, S-aurunpo-3H-
1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOokcamMuI.

VYkazaHHOE B Ha3BaHWU COCTUHECHHE MOIYYad CIIOCOOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1 ¢ mpumMeHe-
auem S5-([1,1'-6udennn]-3-mm)-4-oxkco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad rrineH-2-kapOOHOBOH KHCIIO-
THI (IpoMexyTouHOe coenuuenue 19) u tper-0ytnn-N-[(1S,2R)-2-amuHonmKorekcui|kapbamara Ha cTaiuu A.
MC (U3P): macca, paccuntannas mist Ci;gHp7NsO3S, 537,6; m/z mo pe3ynbpratam anamusza: 538,2 [M+H]". 'H
SMP (400 MTI'n, AMCO-dg): 6 9,94 (s, 1H), 8,33-8,22 (m, 1H), 7,87-7,73 (m, 4H), 7,70-7,64 (m, 3H), 7,48-7,40
(m, 3H), 7,39-7,34 (m, 1H), 6,45-6,34 (m, 1H), 6,16-6,08 (m, 1H), 6,08-6,01 (m, 1H), 5,62-5,52 (m, 1H), 4,27-
4,11 (m, 1H), 4,07-3,96 (m, 1H), 1,76-1,60 (m, 4H), 1,59-1,50 (m, 2H), 1,44-1,31 (m, 2H).

Mpumep 107. N-((1R,2S)-2-AxpunamunonnkinoneHTn)-5-(*S)-(2-merun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHWU COEIMHEHUE ITOJIyYall CIIOCOOOM, aHAIOTHYHBIM crioco0y mpumepa 1 ¢ nmpumeHe-
HUeM  5-(2-mertmn-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KUCJIOTHI (TpoMexyTodHoe coeauneHue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyyeHu-
eM *S-arporomsomepa) u TpeT-OyTIi-N-[(1S,2R)-2-amuHommKIoneHTi |kapbamarta Ha cramuu A. MC (MDP):
Macca, paccauranHas 11 CioH,NsO4S, 553,6; m/z mo pesyasTatam aHanmsa: 554,5 [M+H]" 'H aMmp (400
MTI'n, CD;0D): 6 8,30 (d, J=5, 6 'y, 1H), 7,44-7,33 (m, 2H), 7,30-7,24 (m, 1H), 7,20-7,13 (m, 1H), 7,12-7,02
(m, 3H), 7,00-6,92 (m, 1H), 6,31-6,14 (m, 2H), 6,04 (d, J=5,6 I'u, 1H), 5,65-5,56 (m, 1H), 4,48-4,33 (m, 2H),
2,17-2,03 (m, 5H), 1,95-1,85 (m, 1H), 1,80-1,60 (m, 3H).

IMpumep 108. N-((1R,2S)-2-AxprraMuIOIHAKIOTeKCHI)-5-(*S)-(2-MeTrn-4-henokcudenmn)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOOOM, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertun-4-deHokcudenmn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTouHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
eM *S-arponomsomepa) u Tpet-0yTHi-N-[(1S, 2R)-2-amuHonmKIoreKkcmi|kapbamara Ha cragun A. MC (U3P):
Macca, paccuutanHas it C3; HyoNsO4S, 567,7; m/z mo pesynbratam anammsza: 568,2 [M+H]". 'H IMP (400
MI'h, AMCO-d¢): 6 9,97 (s, 1H), 8,36-8,24 (m, 1H), 7,96-7,71 (m, 2H), 7,45-7,39 (m, 2H), 7,38-7,32 (m, 1H),
7,20-7,15 (m, 1H), 7,13-7,04 (m, 3H), 6,99-6,93 (m, 1H), 6,45-6,33 (m, 1H), 6,18-6,08 (m, 1H), 6,00-5,88 (m,
1H), 5,62-5,53 (m, 1H), 4,28-4,12 (m, 1H), 4,06-3,98 (m, 1H), 2,04 (s, 3H), 1,76-1,61 (m, 4H), 1,59-1,51 (m,
2H), 1,43-1,32 (m, 2H).

[Tpumep 109. N-((1RS,3RS)-3-AkpriaaMHIOIUKIONEHTH)-4-0Kkc0-5-(4-perokcudernn-2-mm)-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

A

| RS o
s s N 1
H RS
N ’ P

VYkazaHHOe B Ha3BaHWH COCTUHEHHE TOTyYad CIIOcCOO0M, aHAIOTHYHBIM cTioco0y npumepa 104 ¢ mpume-
HeHueM  4-okco-5-(4-henoxcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapOoOHIIXIIOpHIA
(mpomexxytouHoe coemnuHenne 9) m tper-OyTrn rac-[(1S,3R)-3-aMuHOIMKIIOTIEHTH [KapOamaTa Ha cTagud A.
MC (M2P): macca, paccunransas mui CroHosNsO,S, 539, 6; m/z mo pesymbraTaM aHamma: 540,2 [M+H]". 'H
SMP (500 MI'u, CDCl3): 6 9,54 (s, 1H), 8,34 (d, J=5,5 I'u, 1H), 7,50-7,34 (m, 3H), 7,31-7,27 (m, 2H), 7,23-7,10
(m, 5H), 6,41 (dd, J=16,8, 1,3 I'y, 1H), 6,16-6,04 (m, 2H), 5,69 (dd, J=10,3, 1,4 I'u, 1H), 4,41-4,35 (m, 1H),
4,27-4,04 (m, 1H), 3,79-3,49 (m, 1H), 2,46-1,75 (m, 6H).

Mpumep 110. N-((1S,3R)-3-AxpmiaMus OOUKIONEHTHI)-5-(4-U301pONIOKCH-2-Me T eHu )-4-0kco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3zaHHOE B HA3BaHUH COCIAUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM CcIOoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 5-(4-H30mpONOKCH-2-MeTmI(heHnN)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapOoHo-
BOM KHCHOTHI (IpoMexyTouHoe coeauHeHue 31) u tper-Oytun-N-[(1R, 3S)-3-amuHonuKIoneHTm| Kapbamara
Ha craguu A. MC (MDP): macca, paccuntannas 1 C,;HpoNsO4S, 519, 6; m/z o pesynabTaram ananumsa: 520,5
[M+H]". '"H SIMP (400 MI'u, CD,0D): & 8,29 (d, J=5,4 I'n, 1H), 7,29-7,11 (m, 1H), 7,06-6,82 (m, 2H), 6,37-
6,15 (m, 2H), 6,02 (d, J=5,5 I'u, 1H), 5,76-5,52 (m, 1H), 4,72-4,58 (m, 1H), 4,44-4,11 (m, 2H), 2,58-2,40 (m,
1H), 2,19-1,95 (m, 5H), 1,88-1,71 (m, 2H), 1,68- 1,54 (m, 1H), 1,40-1,30 (m, 6H).

Ipumep 111. N-((1R,2R)-2-(2-(IuMeTrIaMHUHO )alleTAMHUIO0 ) ITUKIONEHTI)-5-(*S)(2-MeTmn-4-heHokcun-
(dhennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TuineH-2-kapOOKCaMII.
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K nepememmnBaemomy pactBopy N-((1R,2R)-2-amunonukmonentin)-5-(*S)-(2-metnin-4-penoxcnpennn)-
4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamuia (npuMep 67, NPOLYKT CTagun A,
100 mr, 0,2 mmous) B DMF (3 mur) no6asisimu 2-(auMeTniiaMiHO)yKeycHyto kucnoty (22 mr, 0,16 mmons), HA-
TU (75 wmr, 0,20 mMonb) u TpudTHaamuH (40 mr, 0,40 MMoinb). PeakiimoHHy0 cMech MepeMEeIIBaIl MPH KOM-
HAaTHOM TeMIeparype B TeUeHHE HOYH. PeakIMOHHYI0 CMeCh KOHIICHTPUPOBAIH J0CYXa, a OCTATOK Pa3AeiIsuId
MEXIy dTHIIAIeTaTOM U BoAoi. OpraHNuecKuil CIoN OTACISIIH, BCTPSXUBAJIH C COJICBBIM PACTBOPOM H BBICYIIIH-
Bany Haj 6e3BoaHBIM Na,SO,4. OcTaToOK OYHIIAIN TIOCPEICTBOM KOJIOHOYHOH (ierni-xpomaTtorpadum ¢ moryde-
HHEM YKa3aHHOTO B HAa3BaHWM COEOMHEHH B BHIE JKEJITOTO TBeproro BemiectBa (59 mr, Bbxon 50%). MC
(3P): macca, paccuntannas mist C3H3,NgO4S, 584,7; m/z mo pesynpraTam aHanmsa: 585,2 [M+H]+. 'H aMmP
(400 MI'u, CD;0OD): 8 8,29 (d, J=5,5 I'u, 1H), 7,45-7,35 (m, 2H), 7,32-7,24 (m, 1H), 7,20-7,12 (m, 1H), 7,12-
7,03 (m, 3H), 7,00-6,92 (m, 1H), 6,04 (d, J=5,5 I', 1H), 4,39-4,11 (m, 2H), 3,04-2,88 (m, 2H), 2,29-2,25 (m,
6H), 2,18-2,06 (m, 5H), 1,87-1,74 (m, 2H), 1,75-1,50 (m, 2H).

IMpumep 112. 5-(*S)-(2-Metun-4-dpenokcudenn)-N-((1R,2R)-2-(2-(MeTHIIaMHHO )arie TAMHI0 ) TAKITOTICH-
TH)-4-0kC0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoKkcaMuI.
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Cramuss A. tper-bytun metun(2-(((1R,2R)-2-(5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad TuneH-2-kapOoKCaMHUI0 JITUKIOIEHTHII)aMUHO )-2-0KcodTri ))kapbamara. K mepe-
MemmBaeMoMy pacTtBopy N-((1R,2R)-2-amubomukminonenTn)-5-(*S)-(2-meTmn-4-henokcnpennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad tuien-2-kapookcamuna (mpumep 67, mpoaykr cramuu A, 80 wmr, 0,16
mmons) B DMF (3 M) moGasmsun 2-[TpeT-0yTOKcHKapOOHHUI(METHIT)aMUHOYKCYyCHOH KucaoThl (36 mr, 0,16
mmods), HATU (73 wmr, 0,19 mmons) u guusonpommwnTiiamuH (45 mr, 0,35 mmorns). [lonydeHHyro cMech mepe-
MEIIMBAIN MPH KOMHATHOW TeMIepaType B TCYCHHUEC HOYM. PEaKIMOHHYIO CMECh KOHIICHTPHPOBAIHU J0OCYXa, a
OCTaTOK pa3JeisUIH MEXIY ATHIAETATOM W BOAOH. OpraHUYecKuil CIION OTHCNSUIH, BCTPSIXUBAIU C COJCBBIM
PACTBOPOM M BBICYIIMBAIU Haa 0e3BOAHBIM Na,SO4. OCTaTOK OYHMINAIM MOCPEICTBOM KOJIOHOYHOH (rem-
Xpomarorpaduu ¢ MosydeHreM yKa3aHHOTO B HAa3BaHUHM COCIMHEHHS B BHAE KEITOTro TBepaoro Bemiectsa (70
MT, BBIXOZ 65%).

Cramus  B. 5-(*S)-(2-Metun-4-dpenoxcudenmn)-N-((1R,2R)-2-(2-(MeTHIIaMHHO )arie TAMHI0 ) TAKITOTICH-
THN)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-tpnazaanenad trnen-2-kapookcamua. PactBop TpeT-OyTrmmeTn(2-
(((1R,2R)-2-(5-(*S)-(2-meTunn-4-penokcudenn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-
KapOOKCaMHU/I0 ) IUKIIOTICHTHIT ) aMIHO )-2-0KkcodTri)kapbamara (70 mr, 0,10 MMoub) B koHIeHTpUpoBanHoi HCI
(2 M) m MeOH (15 mu) mepemenMBany npu KOMHAaTHOW TeMIlepaType B TedeHue 2 4. PeakioHHYyI0 cMech
KOHIICHTPUPOBAIH JOCYXa, & OCTATOK OYHUIIATH C MOMOIIBI0 KOJIOHOYHOH (Iien-xpoMaTorpaduu ¢ moTydcHHEM
YKa3aHHOTO B HAa3BaHUU COCAMHCHIUSI B BUE XKEITOrO TBepIoro BemiectBa (56 T, Berxon 87%). MC (MDP): mac-
ca, paccuntanHas aius C3oHzoNgO4S, 570,7; m/z o pesynmpratam anammsa: 571,2 [M+H]". 'H sIMP (400 MI'w,
CD;0D): & 8,46 (s, 1H), 8,32 (d, J=5,5 I'n, 1H), 7,45-7,35 (m, 2H), 7,32-7,24 (m, 1H), 7,19-7,13 (m, 1H), 7,12-
7,03 (m, 3H), 7,01-6,92 (m, 1H), 6,07 (d, J=5,5 'y, 1H), 4,32-4,16 (m, 2H), 3,66 (s, 2H), 2,61 (s, 3H), 2,21-2,04
(m, 5H), 1,91- 1,76 (m, 2H), 1,75-1,52 (m, 2H).

IMpumep 113. N-((1R,2R)-2-(2-AMmHOAIIETAMUIO )ITHKIOTIEHTI)-5-(*S)-(2-MeTH-4-h eHOKCHUp eHIIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHUI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOIYYall CocoO0OM, aHAIOTHIBIM criocoly mpumepy 112, ¢ mpume-
HeHHEM 2-(TpeT-0yTOKCHKapOOHMIAMHUHO)yKCYCHOH KuCIOTh Ha ctaauu A. MC (U3P): macca, paccuntanHas
st CooHosNgO4S 556,6; m/z mo pe3yssTaTaM aHammsa: 557,5 [M+H]". 'H aMmP (400 MTI', CD;OD): 6 8,49 (s,
1H), 8,31 (d, J=5,5 I'u, 1H), 7,48-7,35 (m, 2H), 7,32-7,25 (m, 1H), 7,22-7,13 (m, 1H), 7,12-7,02 (m, 3H), 7,00-
6,92 (m, 1H), 6,06 (d, J=5,5 T'u, 1H), 4,29-4,15 (m, 2H), 3,57 (s, 2H), 2,25-2,05 (m, 5H), 1,90-1,76 (m, 2H),
1,72-1,52 (m, 2H).

Mpumep 114. N-((1S,2R)-2-AxpunamunounkinoneHTnn)-5-(*S)-(2-merun-4-penoxcudenun)-4-okco-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Yka3zaHHOE B Ha3BaHUM COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM COco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-merun-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KUCJOTHI (TpoMexyTouHoe coeaunenue 1, Bktogas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
eM *S-atpomounsomepa) u TpeT-0yTHI-N- [(1R,2S)-2-amun0IMKIOIEHTII [KapOaMaTa Ha ctamguu A. MC (U3P):
Macca, paccyuTaHHas JJis C30H27N504S, 553,6; m/z mo pe3ynbTataM aHanuza: 554,2 [M+H]". 'H aMP (400
MTI'n, CD;0D): 6 8,28 (d, J=5, 0 I'y, 1H), 7,46-7,31 (m, 2H), 7,30-7,20 (m, 1H), 7,19-7,10 (m, 1H), 7,09-6,98
(m, 3H), 6,97-6,89 (m, 1H), 6,35-6,12 (m, 2H), 6,03 (d, J=5,5 I'u, 1H), 5,68-5,52 (m, 1H), 4,48-4,32 (m, 2H),
2,24-1,99 (m, 5H), 1,96-1,81 (m, 1H), 1,81-1,54 (m, 3H).

Ipumep 115. N-((1R,25)-2-AmunonuknoneHTn )-5-(*S)-(2-metnin-4-peHokcudenn)-4-okco-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTuiieH-2-kapOoKCaMHu/I.
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOIyYaIn CIOcOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, cragus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KUCIOTHI (TIpoMekyTouHoe coenuuenue 1, Bkimouas CIIOCOB 1 XMPAJIBHOI'O PA3EJIEHUSA ¢
nony4yeHueM *S-arpomonzomepa) u Tper-0ytui N-[(1S,2R)-2-amunonuknonentwi |kapbamara. MC (U3P): mac-
ca, paccuntanHas mius C,7HysNsO3S, 499,6; m/z no pesyneraram anaimsa: 500,3 [M+H]". 'H sIMP (400 MI'w,
CD;0D): & 8,49 (s, 1H), 8,30 (d, J=5,5 I'n, 1H), 7,44-7,35 (m, 2H), 7,34-7,24 (m, 1H), 7,19-7,13 (m, 1H), 7,12-
7,02 (m, 3H), 7,02-6,93(m, 1H), 6,04 (d, J=5, 6 I'u, 1H), 4,52-4,43(m, 1H), 3,78-3,69 (m, 1H), 2,21-2,11 (m,
2H), 2,09 (s, 3H), 2,01-1,86 (m, 2H), 1,80-1,67 (m, 2H).

Ipumep 116. N-((1S,2S)-2-AxpuaaMuIOTMKIONEHTI)-5-(*S)-(2-MeTrn-4-henokcudenmn)-4-oxkco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.

= s (o]
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCO00M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertmn-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTodHoe coeaunenue 1, Bktogas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
eM *S-arpormomsomepa) u tpeT-OyTHn N-[(1S,25)-2-amuHonuknonenTuin|kapbamata. MC (MDP): macca, pac-
cuntanHass st C3oHy7NsO4S, 553,6; m/z mo pesynbTaram anamuza: 554,1 [M+H]+. 'H amp (400 MTI,
CD;0OD): 6 8,30 (d, J=5,5 T'u, 1H), 7,44-7,34 (m, 2H), 7,31-7,23 (m, 1H), 7,18-7,13 (m, 1H), 7,11-7,01 (m, 3H),
6,99-6,92 (m, 1H), 6,27-6,16 (m, 2H), 6,04 (d, J=5,5 I'y, 1H), 5,66-5,57 (m, 1H), 4,33-4,15 (m, 2H), 2,23-2,05
(m, 5H), 1,86-1,72 (m, 2H), 1,70-1,52 (m, 2H).

IMpumep 117. N-((1S,3R)-3-AxkpunaMuIOKIONEHTHI)-4-0Kkc0-5-(4-perokcndennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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Cramqus A. TpeT-byTnn ((1R,3S)-3-(4-0kco-5-(4-benoxcudenmn)-4,5-muruapo-3H-1-tna-3,5,8-
TpuasaaneHaTIIeH-2-KapOOKCaMUIO ) IMKIONCHTI )kKapOaMaT. B cyXo#l CUMHTHIUIAIMOHHBIN (JIaKOH B aTMO-
chepe Ar, coaepxamMii ~MarHUTHBIA MEIIANBHUK, noGaBmsmu  Tper-Oytmn  ((1R,3S)-3-amMuHONMK-
noneHtwi)kapdamat (309,3 mr, 1,544 mmons), aurzonpormmwmdtiwiamud (0,50 mi, 2,9 mmons) u THF (4 mn). 3a-
TEM MEJICHHO C IOMOINBI0 INIpuia A00aBimsum 4-okco-5-(4-beHokcudenmn)-4,5-muruapo-3H-1-Tua-3,5,8-
TpurazaaneHadTHICH-2-KapOoHmwIXIopua (mpoMexyrouHoe coexunenue 9, 10 min, 0,1 M, 1 MMoib) npu KoM-
HaTHOW Temrmeparype B TedueHue 1 4. Peaknuio ounmanu ¢ momoinipio Gilson KucioTHOH oOpameHHo-(ha30Boi
HPLC.

Cramnus.B. N-((1S,3R)-3- AMUHOLIUKIIOTICHTHN )-4-0KC0-5-(4-henokcudenmn)-4,5-murunpo-3H-1-tna-
3,5,8-tpuazaanenadtunen-2-kapbokcamua. PactBopsun Tpet-0yTmi-((1R,3S)-3-(4-okco-5-(4-henokcudenun)-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaMHI0) IIUKIONEeHTH) kapoamar B DCM (5 mn) u
2 M HCI B a¢dupe (5 mi) u nepeMemuBayii B TedeHue Hour (20 49) mpu k. T. Peaknuro GuibTpoBamu U 0cagok
ornonackuBasii DCM. OcTaTok pacTBOPSUIM B METAHOJIE M JIOOABISUTH alleTOHUTPHIL. Peakiuio KOHIIEHTPHPOBa-
JM ocyXa W JTHOQIIM3UPOBAIM C TIOJNydYEHHEM YKa3aHHOTO B Ha3BaHMHU coenuHeHus (252,1 mr, 51,9% B xone
nmByx cragmii). MC (IDP): macca, paccunrannas st CygHp;NsOsS, 485,57; m/z o pesynbratam aHamusa: 486,1
[M+H]". 'H SIMP (400 MI', CD;0D): & 8,35 (d, J=5,6 ', 1H), 7,48-7,36 (m, 4H), 7,24-7,08 (m, 6H), 6,21 (d,
J=5,6 Ty, 1H), 4,38-4,30 (m, 1H), 3,73-3,62 (m, 1H), 2,61-2,49 (m, 1H), 2,21-1,76 (m, SH).

Cramus  C. N-((1S,3R)-3-AxpriaMuIoIMKIONEHTH )-4-0KCc0-5-(4-penokcndennn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadriieH-2-kapookcamMua. B cyxoil cHMHTWIUIIOMOHHBEIA (ilakoH B atMocdepe aproHa c
MarHuTHBIM MemalbHUKOM 100aBimsmn N-((1S,3R)-3-amMuHOIIMKIIOTIEHTHIT)-4-0KC0-5-(4-perokcndennn)-4,5-
muruapo-3H-1-tua-3,5,8-tprazaanenad tunen-2-kapookcamun (112,7 mr, 0,232 mmons), DCM (3,38 min) u Tpu-
stwnamud (0,225 M, 1,62 mmois). benyto cycniensuto oxnaxkaanu go -2 0°C B 6ane nen/aneron. K pactsopy
MeUIeHHO 100aBIsu npon-2-eaomnxiopua (0,0187 v, 0,22 Mmons) B Buze pactopa B DCM (0,5 mur B 10 mut,
¢ nob6aenenuem 0,37 M TaHHOTO pacTBopa). Peakiuu naBanm HarpeThesi 10 KOMHATHON TEMITEpPaTyphl MOCPE-
CTBOM IIepEeMEIINBaHMA U NlepeMeInBad B TedeHune 10 MuH. Peakiinio KOHIEHTPUPOBAIIN T0CYXa, OCTATOK pac-
TBOPSUTA B METAHOJIE U OYHIIAIN C IOMOIILI0 OCHOBHOH obOpamienHo-(pazooit HPLC B kononke Dionex ¢ moiry-
YeHWEM YKa3aHHOTO B Ha3BaHWHU coeamHeHus (16,3 mr, Bexon 13,0%). MC (MOP): macca, paccuntaHHast IS
CaoH,sN50,S, 539,6; m/z o pesymbraTaM aHanmsa: 540,1 [M+H]". 'H IMP (400 MTI', CDCls): 6 9,54 (s, 1H),
8,35 (d, J=5,5 I'y, 1H), 7,46-7,36 (m, 3H), 7,29 (s, 1H), 7,25-7,04 (m, 6H), 6,48-6,25 (m, 2H), 6,21-6,03 (m,
2H), 5,70 (d, J=10,3 I'u, 1H), 4,48-4,00 (m, 2H), 2,57-2,40 (m, 1H), 2,05 (d, J=4,3 T'y, 1H), 1,99-1,81 (m, 4H).

Mpumep 118. N-((1R,2S)2-AkpuiaaMuI0onMKIOTeKCHI)-4-0Kc0-5-(4-penokcndpennn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TriieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE MOJYYaId CIIOCOO0M, aHAJIOTHYHBIM crioco0y mpumepa 104, ¢ mpume-
HeHueM  4-okco-5-(4-denokcudenmun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadTrneH-2-kapOOHUIXIOpHIA
(mpomesxytouHoe coeaunenue 9) m tper-oytnia ((1S,2R)-2-amuHonukiorekcmn)kapbamara Ha cragun A. MC
(U3P): macca, paccunrannas it C3;oH,7NsO4S, 553, 6; m/z o pesynpratam ananusza: 554,1 [M+H]". 'H AMP
(500 MI'y, CD50OD): 6 8,30 (d, J=7,7 I'y, 1H), 7,41 (dddd, J=10,7, 8,7, 6,4, 2,1 ', 4H), 7,22-7,05 (m, 5H), 6,49-
6,35 (m, 1H), 6,27 (dd, J=17,0, 1,9 I'y, 1H), 6,23-6,09 (m, 1H), 5,67 (dd, J=10,3, 1,8 ', 1H), 4,41 (s, 1H), 4,18
(s, IH), 1,89-1,44 (m, 9H).

IMpumep 119. N-((1S,4S)-4- AkprIaMHIOIMKIOTeKCHIT)-4-0KC0-5-(4-perokcudennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.

A

VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOYYaId CIIOCOO0M, aHAJIOTHYHBIM crioco0y nmpumepa 104, ¢ npume-
HeHUeM  4-okco-5-(4-denokcudenmun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadTrneH-2-kapOOHUIXIOpHIA
(mpomexxytouHoe coequHenue 9) u 1-N-boc-cis-1,4-nuxorekcmimuamut Ha ctagnu A. MC (MDP): macca, pac-
cuntanHas st C3oHy7NsO4S, 553,6; m/z mo pesynbTaram anamuza: 554,1 [M+H]+. 'H amp (500 MTI,
CD;0D): 6 8,36-8,24 (m, 1H), 7,43-7,36 (m, 4H), 7,20-7,13 (m, 3H), 7,13-7,09 (m, 2H), 6,38-6,28 (m, 1H),
6,27-6,14 (m, 2H), 5,75-5,57 (m, 1H), 4,05-3,88 (m, 1H), 1,92-1,64 (m, 8H).

[Tpumep 120. N-((1R,2R)-2-AmuHonmkmoneHTwN )-5-(*S)-(2-Metnin-4-peHoxcudenmn)-4-oxco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

SAYSY
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| .
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertmn-4-denokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TIpoMexyTodHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
em *S-arponousomepa) u TpeT-0yTrin-N-[(1R,2R)-2-amMmuHonmkinonenTii|kapbamara Ha cragun A. MC (M3P):
Macca, paccuutanHas 111 C,7H,sNsOsS, 499,6; m/z mo pesyasTatam amammsa: 5004 [M+H]™ 'H aMmp (400
MTI', CD;0D): & 8,50 (s, 1H), 8,33 (d, J=5,6 I'n, 1H), 7,45-7,35 (m, 2H), 7,32-7,25 (m, 1H), 7,21-7,13 (m, 1H),
7,11-7,04 (m, 3H), 7,01-6,94 (m, 1H), 6,07 (d, J=5, 6 I'y, 1H), 4,31-4,18 (m, 1H), 3,52-3,40 (m, 1H), 2,31-2,15
(m, 2H), 2,10 (s, 3H), 1,94-1,82 (m, 3H), 1,79-1,67 (m, 1H).

IIpumep 121. N-((1R,35)-3-AxpunaMuIoIUKIONEHTII)-4-0Kc0-5-(4-perokcndennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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VYkazaHHOe B Ha3BaHWUHM COCIUHEHHE TOJIYJad CIIOCOOOM, aHAJIOTHYHBIM crioco0y mpumepa 104, cramus
A, ¢ mpumeHeHueM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-TpuazaanenadtuneH-2-kapoo-
HUXopuna (mpomexyrounoe coeaunenne 9) m N-[(1S,3R)-3-aMHHOIIMKIIONEHTHII [TIpOTI-2-eHamMua (TIpomMe-
)kytouHoe coenunenue 45). MC (MDP): macca, paccuntannas maiust CooH,sNsO4S, 539,6; m/z o pesynbpratam
amammsa: 540,0 [M+H]". "H SIMP (500 MI't, CDCls): 8 9,54 (s, 1H), 8,35 (d, J=5,5 T'u, 1H), 7,47-7,34 (m, 2H),
7,29-7,28 (m, 1H), 7,27 (s, 2H), 7,25-7,02 (m, 6H), 6,41 (dd, J=16,9, 1,3 T'n, 1H), 6,19-5,91 (m, 2H), 5,70 (dd,
J=10,3, 1,3 T', 1H), 4,47-4,31 (m, 1H), 4,18-4,00 (m, 1H), 2,74-1,77 (m, 6H).

Mpumep 122. 5-(*S)-(2-Metun-4-dpenoxcudenmn)-N-((1R,2S)-2-(2-(MeTHIaMuHO )alie TaMH,10 ) IUKIIOTICH-
TH)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoKcaMuI.

NH

ICLU. -~

XY\ R
S s )

|
N

Cramus A. N-((1R,2S)-2-Amunonnkionentuin)-5-(*S)-(2-metun-4-penokcudenmn)-4-oxkco-4,5-nuruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamu. YKa3aHHOE B Ha3BaHUHU COSAMHEHHE MOTYIalId CIIOCOO0M,
aHAJIOTMYHBIM CIoco0y mpummepa 1, cramus A ¢ mpuMmeneHueM S-(2-metmin-4-peHokcnpennn)-4-okco-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad TniaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIO-
gas CIIOCOb 1 XWPAJIbHOI'O PA3JAEJIEHUS c¢ momydenuem *S-arpomomszomepa) W TpeT-OyTwin N-
[(1S,2R)-2-amuHOIIMKITOTIEHT I |[Kapbamara.

Cramus  B.  5-(*S)-(2-Mertun-4-dpenoxcudenmn)-N-((1R,2S)-2-(2-(MeTHIaMuHO )alie TaMH,10 ) I KJIOTIEH-
THi)-4-0kco-4,5-nurnapo-3H-1-tua-3,5,8-rpnasaanenadtunen-2-kapobokcamun. PactBop N-((1R,2S)-2-amuHo-
MUKIONCHTI)-5-(*S)-(2-MeTmin-4-heHokcudenmn )-4-okco-4, 5-murunpo-3H-1-tua-3,5,8-tpuazaarnenad tuneH-2-
kap6okcamuna (70 mr, 0,14 Mmonsb), 2-[TpeT-OyTOKCHKapOOHMI(METHII)aMUHO | YKCYCHOM KHCIIOTHI (2 6 wmr, 0,14
MMOJIB), TpuaTmiiamuHa (28 mr, 0,2 8 mmoins) u HATU (53 mr, 0,14 mmous) B DMF (3 Mi1) nepemermBainy npu
K. T. B TedyeHne 3 4. JlobaBisiim Bomy M 0caiok (GMILTPOBAIH C MOIyYCHHEM OJIETHO-KEITOTO TBEPJIOTO Bellle-
ctBa. TBepnoe BemectBo pactBopsiin B MeOH (2 mur) m HCI (2 min) u Harpesanu npu 50°C B Teuenne 30 muH.
PeakinoHHYI0 cMech KOHIEHTPHPOBAJIM J0OCYXa M OCTaTOK OYMIIAIH C IOMOLIbI0O KOJOHOYHOHW (hirer-
xpomarorpaduu ¢ IOIy4eHHEM YKa3aHHOTO B Ha3BaHUH coenuHeHus (62 mr, 98% Beixon). MC (M3OP): macca,
paccuntanHas mans C3;gHzoNgO4S, 570,7; m/z mo pesymbraram aHammza: 571,4 [M+H]+. 'H aMmpP (400 MTI'0,
CD;0D): & 8,45 (s, 1H), 8,28 (d, J=5,5 I'n, 1H), 7,46-7,34 (m, 2H), 7,30-7,24 (m, 1H), 7,20-7,12 (m, 1H), 7,12-
7,03 (m, 3H), 7,01-6,93 (m, 1H), 6,02 (d, J=5,5 I'y, 1H), 4,49-4,35 (m, 2H), 3,68 (s, 2H), 2,62 (s, 3H), 2,14-1,99
(m, 5H), 1,96-1,86 (m, 1H), 1,80-1,61 (m, 3H).

Ipumep 123. N-((18S,25)-2-(2-(IuMeTrIaMHUHO )alle TaMHUIO0 ) ITUKIONEHTI)-5-(*S)(2-MeTmn-4-heHokcun-
(dhennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TuieH-2-kapOOKCaMII.

YkazaHHOE B Ha3BaHUU COCTUHEHHE TIOTYJIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOCco0y mpumepa 122, ¢ mpume-
HeHueM  5-(2-metun-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KuCIOTH (IpoMexyTounoe coenunenue 1, Bkmodas CIIOCOB 1 XMNPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
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yeHueM *S-atporonzomepa) u Tper-OyTmi-N-[(1S,2S)-2-aMHHOIMKIIONICHTIIT [KapOamaTa Ha craauu A, u 2-
(mMMeTHIaMHUHO)yKCYCHOM KUCIOThI Ha ctaauu B. MC (MDP): macca, paccuutannas s CyH3oNgO4S, 584,7;
m/z 1o pe3yibTaTaM aHanmsa: 5852 [M+H] . 'H SIMP (400 MI'w, CD;0OD): 6 8,30 (d, J=5, 6 ', 1H), 7,43-7,33
(m, 2H), 7,30-7,22 (m, 1H), 7,21-7,12 (m, 1H), 7,11-7,02 (m, 3H), 7,01-6,89 (m, 1H), 6,04 (d, J=5, 6 ['u, 1H),
4,33-4,22 (m, 1H), 4,22-4,12 (m, 1H), 3,02-2,89 (m, 2H), 2,26 (s, 6H), 2,16-2,07 (m, 5H), 1,86-1,75 (m, 2H),
1,75-1,66 (m, 1H), 1, 62-1, 51 (m, 1H).

IIpumep 124. N-((1S,2R)-2-AkpuaaMHIOIMKIOTeKCHIT)-4-0KC0-5-(4-penokcudennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHa TuiIeH-2-KapOOKCaMUI.

A

w
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VYka3aHHOE B Ha3BaHUH COEAWHEHUE MOJyYaId CIIOCOO0M, aHAJIOTHYHBIM crioco0y mpumepa 104, ¢ npume-
HeHueM  4-okco-5-(4-denokcudenmun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadTuneH-2-kapOOHUIXIOpHIA
(mpomexyrounoe coeauneHue 9) u TpeT-0yTIa N-[(1R,2S)-2-amuHonmkmorekcu |kapbamara Ha craguu A. MC
(MDP): Macca, paccuntarHas mis C3oH,;NsO,4S, 553,6; m/z mo pesynsTataM aHammsa: 554,1 [M+H]". 'H aMP
(500 MI'u, CD;0OD): 6 8.31 (d, J=5.6 I'y, 1H), 7.46-7.34 (m, 4H), 7.22-7.06 (m, 5H), 6.49-6.36 (m, 1H), 6.31-
6.25 (m, 1H), 6.18 (d, J=5.6 I'y, 1H), 5.67 (dd, J=10.2, 1.8 ', 1H), 4.45-4.37 (m, 1H), 4.21-4.08 (m, 1H), 1.89-
1.41 (m, 9H).
IMpumep 125. 5-(*S)-(2-Metmin-4-penokcudennn)-N-((1R,2S)-2-(2-(MeTHIIaMHHO )alie TaAMHI0 ) T KITOTEK-
cu)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad rrneH-2-kapbokcaMu.

SASSY

Cramus A. N-((1R,2S)-2-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamu. YKa3aHHOE B Ha3BaHUHU COSAMHEHHE MOTYJIalId CIIOCOO0M,
aHAJIOTMYHBIM CIoco0y mpummepa 1, cramus A ¢ mpuMmeHeHueM S-(2-metmn-4-peHokcnpennn)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad TniaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIIO-
gas CIIOCOb 1 XHWPAJIbHOI'O PA3JAEJIEHUS c¢ momydenuem *S-arpomomszomepa) W TpeT-OyTwin N-
[(1R,2S)-2-aMHHOIMKIIOTEKCHIT |[KapOamara.

Cranmus B. 5-(*S)-(2-Metun-4-¢penoxcupennn)-N-((1R,2S)-2-(2-(MeTnnaMiHO JalieTaMU 10 ) TUKJIOTEKCHIT) -
4-okco-4,5-qurunpo-3H-1-tua-3,5,8-tpuazaanenadTiineH-2-kapOokcaMul. YKa3aHHOC B Ha3BaHUU COCIAMHCHUE
MOJydaJld CHOCOOOM, aHaJOTMYHBIM crocoOoM mnpumepa 122, cragmn B ¢ mnpumeneHwem 2-[Tpert-
OyrokcukapOoHmI(MeTHI)aMuHO |ykcycHOH Kkucnotel. MC (MOP): macca, paccumrannas st C; H3NgO4S,
584,7; m/z no pesynbraTam aHanmsa: 585,2 [M+H]".

Ipumep 126. N-((1R,25)-2-AmuHonnkiorekcun)-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenadtuneH-2-kapobokcaMu.
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VYka3aHHOE B Ha3BaHHH COEAMHEHHE IOJyYald CIIOCOOOM, aHAIOTHYHBIM crocoOy mpumepa 104, cramus
A-B, c¢ mnpumenenueMm 4-okco-5-(4-penoxcudennn)-4,5-murunpo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kap-
OoHmxnopuaa (mpoMexyrounoe coeauaenne 9) u tper-0ytun-N- [(1S, 2R)-2-amuHOIMKIIOTeKCHIT|[KapOamara.
MC (M2P): macca, paccunrtansas qui C,;HosNsO;S, 499, 6; m/z mo pesymbrataM asamma: 500,1 [M+H]". 'H
SMP (400 MI'n, CD;0D): 6 8,54 (s, 1H), 8,15 (d, J=5,6 I'n, 1H), 7,49-7,24 (m, 4H), 7,19-7,08 (m, 3H), 7,08-
7,03 (m, 2H), 6,01 (d, J=5,5 ', 1H), 4,33-4,24 (m, 1H), 3,66-3,53 (m, 1H), 1,93-1,38 (m, 9H).

IIpumep 127. N-((1S,2R)-2-AxpunaMuIOIKIONEHTII)-4-0Kkc0-5-(4-perokcndennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.

SAeYN
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YkazaHHOe B Ha3BaHUU COCIUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHYHBIM crioco0y npumepa 104, ¢ mpume-
HeHueM  4-okco-5-(4-henoxcudenmnn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapOOHIIXIIOpHIA
(mpomexxytouHoe coenauaeHne 9) u Tpet-0ytun N-[(1R,2S)-2-amuHommkoneHTri Jkapbamara Ha cramuu A. MC
(M3P): Macca, paccunranHas i C,oHysNsO,4S, 539, 6; m/z 1o pe3ynsTataM aHanmsa: 540,1 [M+H]".

IMpumep 128. N-((1R,25)-2-(2-(JuMeTraaMHUHO )alleTaMHUIO0 ) ITUKIONEHTIU)-5-(*S)(2-MeTmn-4-heHokcun-
¢ennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOoKcaMu.
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VYka3aHHOE B Ha3BaHWHU COEIMHEHHE IOIydaly CIIOCOO0M, aHAJOTHYHOM CIOCo0y mpuMepa 122, ¢ mpume-
HEHUEM 2-(IMMETHWIIaMHHO)yKCcycHOH kuciotel Ha cramuun B. MC (MOP): wmacca, paccumrtaHHas s
C31H3,NO,S, 584,7; m/z 1o pesynmpraTam aHammsa: 585,4 [M+H]". 'H aMmp (400 MTI'm, CD;OD): 6 8,30 (d,
J=5,5T'n, 1H), 7,43-7,35 (m, 2H), 7,31-7,21 (m, 1H), 7,19-7,13 (m, 1H), 7,10-7,03 (m, 3H), 7,00-6,92 (m, 1H),
6,04 (d, J=5,5I'n, 1H), 4,47-4,34 (m, 2H), 3,16 (s, 2H), 2,36 (s, 6H), 2,13-2,02 (m, 5H), 1,95-1,85 (m, 1H), 1,79-
1,59 (m, 3H).

Ipumep 129. N-((1R,2S)-2-(2-AMuHOAIIETAMHIO )IIUKIIOTEKCHIT)-5-(*S)-(2-MeTHn-4-heHokcudeHmn)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/I.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE TOIYYald CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 122, cragus
B, ¢ mnpumenenmem  N-((1R,2S)-2-amunormkiorexcnn)-5-(*S)-(2-metun-4-penokcndennn)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tpuazaanenad tuien-2-kapookcamuna (mpumep 125, mpoaykr craguu A) u 2-(TpeT-
OyTokcukapOoHMIaMIHO ) yKcycHOU kucioTel. MC (MOP): macca, paccuntannas s CsoHs;oNgO4S, 570,7; m/z
10 pe3ynbTaTaM aHanmm3a: 571,2 [M+H]".

IMpumep 130. N-((18S,25)-2-(2-AMHHOAIIETAMUIO )ITUKIOTIEHTH)-5-(*S)-(2-MeTHi-4-h eHOKCHUp eHMIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaAMHUT.
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YkazaHHOe B Ha3BaHUU COCIUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOco0y mpumepa 122, ¢ mpume-
HeHueM  5-(2-metuin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KucIOTH (IpoMexyTounoe coenuuenue 1, Bkmodas CIIOCOB 1 XNPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
yeHueM *S-arpomnouzomepa) u TpeT-Oytmin N-[(1S,2S)-2-amunonnkinonenTui|kapbamata Ha cTagun A, u (2-
TPeT-O0yTOKCHU-2-0KCO-3THI)KapOaMUHOBO# KkucinoTel Ha craguu B. MC (M3P): macca, paccumTtanHas yis
CyoHsN¢O4S, 556,6; m/z o pe3ynbTaTam ananusza: 557,2 [M+H]+. 'H amP (400 MTI'ti, CDs;OD): 6 8,03 (d, J=5,
6 I'u, 1H), 7,42-7,29 (m, 2H), 7,20-7,06 (m, 4H), 7,04-6,99 (m, 1H), 6,98-6,91 (m, 1H), 5,76 (d, J=5, 6 I'u, 1H),
4,35-4,26 (m, 1H), 4,20-4,09 (m, 1H), 3,25-3,19 (m, 2H), 2,27-2,13 (m, 2H), 2,10 (s, 3H), 1,88-1,74 (m, 3H),
1,64-1,50 (m, 1H).

Mpumep 131. N-((1R,2S5)-2-(2-AmMuHOaIIeTaMUIO0 ) IUKIONCHTIN)-5-(*S)-(2-MeTnin-4-henokcudeHmn)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcaMu.
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K pactBopy N-((1R,25)-2-amunonukmonenTnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenadruneH-2-kapbokcamuaa (mpumep 115, 52,0 mr, 0,104 MMOib) U TPUITHIAMUHA
21 wmr, 0,21 mmomp) B DCM (10 wmur) pobGammsmu  (2,5-AHMOKCOTTUPPONUIUH- 1 -11)-2-(TpeT-0yTOKCH-
kapOoHuamuHo )arerat (57 mr, 0,21 MMomb) Ha JesHO#N OaHe, 3aTeM MepeMeNnBaIl Py K. T. B TedeHue 1 4.
PeakinoHHyI0 cMech KOHLICHTPHUPOBAJIH J10cyxa, octatok pactBopsuid B HCI (2 mi) 1 MeOH (M) n HarpeBanu
1o 50°C, nmepememuBany B TedeHue 30 MUH. PeakIIMOHHYI0 CMeCh KOHIICHTPHUPOBAIN JOCYXa U OYHIIAIH C TI0-
MOIIBIO KOJIOHOYHOH (hriem-xpomaTorpaduu ¢ NoIyuYeHHEM YKa3aHHOTO B Ha3BaHUU COeMHEHUs (43 Mr, BBIXOA
97%). MC (U3P): macca, paccunrannas 11s CooHogNeO4S, 556,6; m/z o pesynsTaram ananmsa: 557,4 [M+H]'.
'H SIMP (400 MT';, CD;0D): & 8,48 (s, 1H), 8,26 (d, J=5,5 ', 1H), 7,44-7,35 (m, 2H), 7,29-7,24 (m, 1H), 7,20-
7,13(m, 1H), 7,11-7,03 (m, 3H), 6,99-6,93 (m, 1H), 6,00 (d, J=5,6 T'u, 1H), 4,47-4,35 (m, 2H), 3,60 (s, 2H),
2,16-2,08 (m, 4H), 2,07-2,00 (m, 1H), 1,96-1,85 (m, 1H), 1,78-1,64 (m, 3H).

Mpumep 132. N-((1R,2S5)-2-(2-(JumeTHnaMrHO )alieTaMH10 )IIMKIIOT eKC T )-5-(*S)-(2-meTnin-4-dpenoxcu-
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(ennn)-4-okxco-4,5-muruapo-3H-1-tua-3,5, 8-rpuazaanenadriieH-2-kapOookcamMu .

SASS§

VYkazaHHOe B Ha3BaHWUHM COCTUHEHHE TOJTYJaId CIIOCOOOM, aHAJIOTHYHBIM Croco0y mpumepa 122, cramus
B, ¢ mnpumenenmem  N-((1R,2S)-2-amuuormkiorexcnn)-5-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tpuazaanenadtunen-2-kapookcamuaa (mpumep 125, mnpoaykr cragum A) u 2-
(mameTtunamuHo)ykcycHas kuciora. MC (MDP): macca, paccuntannas mist Cs,Hz4NgO4S, 598,7; m/z o pe3yib-
Tatam ananusa: 599,3 [M+H]". 'H SIMP (400 MTI';, .JIMCO-dg): 5 8,24-8,20 (m, 1H), 8,20-8,09 (m, 1H), 7,77-
7,70 (m, 1H), 7,44-7,39 (m, 2H), 7,32-7,36 (m, 1H), 7,19-7,14 (m, 1H), 7,11-7,07 (m, 2H), 7,06-7,03 (m, 1H),
6,95-6,91 (m, 1H), 5,88-5,82 (m, 1H), 4,13-4,03 (m, 2H), 3,22-3,19 (m, 1H), 3,12-3,07 (m, 1H), 2,29 (s, 6H),
2,02 (s, 3H), 1,74-1,59 (m, 4H), 1,55-1,49 (m, 1H), 1,47-1,33 (m, 3H).

Mpumep 133. 5-(*S)-(2-Metunn-4-dpenokcudennn)-N-((1S,2S)-2-(2-(MeTHIaMHUHO )alie TAMHIO JIIUKIOTICH-
TH)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad trieH-2 -kapOoKcaMuI.

SASSY
1) =

is
= s o HN
N
N—""
& H

VYka3zaHHOE B Ha3BaHUM COCITUHCHUE MOTYYAH CIIOCOO0M, aHATTOTHYHEIM CIIOCO0y mpumepa 122, ¢ mpume-
HeHueM  5-(2-metun-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KucIOTH (mpoMexyrounoe coenunenue 1, Bkmodas CIIOCOB 1 XNPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
geHueM *S-atpomonszomepa) u TpeT-OyTri N-[(1S,25)-2-amMmuHOIIMKIONIEHTH I |[KapOamaTa Ha cTaguu A u 2-
[TpeT-OyToKCcHKapOOHMI(METHIT)aMUHO |yKCyCHON KUCIIOTH Ha ctamuu B. MC (M3QP): macca, paccantanHast AJis
C30H30N60,S, 570,7; m/z o pesymbratam anammsa: 571,2 [M+H]". '"H SIMP (400 MI'n, CD;OD): & 8,03 (d,
J=5,6 I'n, 1H), 7,43-7,30 (m, 2H), 7,17-7,11 (m, 2H), 7,10-7,06 (m, 2H), 7,06-6,99 (m, 1H), 6,97-6,91 (m, 1H),
5,75 (d, J=5,7 T'n, 1H), 4,37-4,23 (m, 1H), 4,22-4,04 (m, 1H), 3,17-3,13 (m, 2H), 2,31 (s, 3H), 2,26-2,12 (m,
2H), 2,09 (s, 3H), 1,91-1,74 (m, 3H), 1,61-1,49 (m, 1H).

Mpumep 134. N-((1S,25)-2-AneramunounknoneHTn)-5-(*S)-(2-merun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMuI.

O L
A,

| s
4 s o H

N 7?0
VYka3aHHOE B Ha3BaHUH COCAMHEHHE TI0JIyHYalll CIOCOOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertun-4-dpeHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCIOTHI (IpoMexkyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIBHOT'O PA3AEJIEHUS ¢ mony4enu-

eM *S-atpononzomepa) u TpeT-0yTIi-N-[(1S,2S)-2-aMmuHOIMKIOTICHTHI [KapOamMaTa Ha CTaAud A W aleTHIXJI0-
puna Ha ctaauu B. MC (MQP): macca, paccunrannas 1t CooH,7NsO4S, 541,6; m/z mo pe3ynbTaTaMm aHaau3a:

Zin
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542,1 [M+H]". "H SIMP (400 MI'u, CD;OD): & 8,23 (d, J=5,5 I'u, 1H), 7,44-7,31 (m, 2H), 7,30-7,19 (m, 1H),
7,18-7,12 (m, 1H), 7,10-7,00 (m, 3H), 6,97-6,92 (m, 1H), 5,97 (d, J=5,6rm, 1H), 4,25-4,08 (m, 2H), 2,18-2,08
(m, 5H), 1,91 (s, 3H), 1,86-1,74 (m, 2H), 1,73-1,63 (m, 1H), 1,61-1,43 (m, 1H).

Mpumep 135. N-((1S,2S)-2-AmunonukoneHTnn)-5-(*S)-(2-metun-4-penoxcupennin)-4-okco-4,5-quruu-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.

SRS
T =

is
7t

N

Zm

Hl

VYka3zaHHOE B Ha3BaHWU COCAMHCHUE IOJIYYATH CIIOCOOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A ¢
npuMeHeHueM 5-(2-metmi-4-penokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
OOHOBOW KHCIOTHI (IpoMexyTouHoe coenuHenue 1, Bxmodas CIIOCOB 1 XMPAJIBHOI'O PA3SJAEJIEHUS ¢
nosrydeHrueM *S-arpomouzomepa) u TpeT-0yTrn N-[(1S,2S)-2-amuHonmkonenTwi |kapbamara. MC (MDP): mac-
ca, paccuntanHas s Cp;HpsNsO3S, 499,6; m/z mo pesynapraram ananmza: 500,2 [M+H]+. 'H aMP (400 MI'm,
CD;0D): 6 8,03 (d, J=5,7Tu, 1H), 7,41-7,31 (m, 2H), 7,19-7,04 (m, 4H), 7,04-7,00 (m, 1H), 6,98-6,89 (m, 1H),
5,76 (d, J=5,6rm, 1H), 4,03-3,91 (m, 1H), 3,26-3,19 (m, 1H), 2,22-2,13 (m, 1H), 2,10 (s, 3H), 2,07-1,99 (m, 1H),
1,82-1,66 (m, 3H), 1,50-1,39 (m, 1H).

Ipumep 136. N-((1R,25)-2-Aneramunonukiorekcmn)-5-(*S)-(2-metun-4-henoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

o o o HN
N :2
¢}

K  pactBopy  N-((1R,25)-2-aneramumonukiorekcun)-5-(*S)-(2-metun-4-hpenoxcudenun)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tpruazaanenad tuien-2-kapookcamuaa (mpumep 125, mponaykr craguu A, 7 7 mr, 0,15
MMOJIb) B TpudTHiIaMuHa (46 mr, 0,45 mmons) B DCM (5 M) pobGammsuin ykcycHbid anruapun (15 mr, 0,15
MMOJIb) U ITEPEMEIINBAIH IIPH KOMHATHOHN TeMIiepatype B TedeHue 2 4. CMech OUHIIaIN C TIOMOIIBIO KOJIOHOY-
HOU (prem-xpomaTorpaduu, 3ateM ¢ moMoIbko npemnapatuBHod TLC ¢ momydeHHeM yKa3aHHOTO B Ha3BaHUU
coenuHeHus (64 Mmr, Beixoq 77%). MC (MQP): macca, paccuntannas mist C30HyoNsO4S, 555,6; m/z o pesynbTa-
Tam anamusa: 556,2 [M+H]". 'H SIMP (400 MT', .JIMCO-dq): & 9,96 (s, 1H), 8,36-8,22 (m, 1H), 7,82-7,64 (m,
1H), 7,63-7,57 (m, 1H), 7,44-7,39 (m, 2H), 7,39-7,28 (m, 1H), 7,19-7,14 (m, 1H), 7,12-7,07 (m, 2H), 7,07-7,04
(m, 1H), 6,97-6,92 (m, 1H), 6,01-5,86 (m, 1H), 4,14-4,01 (m, 1H), 4,01-3,93 (m, 1H), 2,03 (s, 3H), 1,87 (s, 3H),
1,70-1,58 (m, 4H), 1,55-1,44 (m, 2H), 1,40-1,29 (m, 2H).

Mpumep 137. N-((1R,25)-2-AmunHonmkiorekcmn)-5-(3-xmnop-4-penokcudenmn)-4-oxco-4,5-aurunpo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCAMHU/I.

Cl
(o]
o]
)k H,N
N NH S

H R
N
T
N/ s \o
Cramus  A. 5-(3-Xnop-4-denokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadireH-2-
KapOOHOBas KUCITOTA. Y Ka3aHHOE B HA3BaHUH COCIMHEHNE TOTYJaN CII0COO0M, aHAIOTHYHBIM CIIOCO0y TpuMe-
pa 1 ¢ npumenenuem 2-xjop-1-prop-4-HuTpoOeH30a Ha CTATH A.
Cramus B. N-((1R,25)-2-AMuHOIHKIIOTEKCH)-5-(3-XM0p-4-heHnokcudenmn)-4-oxco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TiiIeH-2-KapOoOKcaMuI. YKa3aHHOE B HA3BaHHH COCTUHEHHE IMOJIyJalld CIIocOOOM, aHa-
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JIOTUYHBIM croco0y mpumepa 1, craaus A, ¢ npuMeHeHneM 5-(3-xiop-4-deHokcudenmn)-4-oxco-4,5-nuruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapooHoBoH  KucioTel U TpeT-0yTmin-N-[(1S,2R)-2-amuHOIMKIIOTEK-
cui|kapoamara. MC (MOP): macca, paccunrannas 1 C,7H,4CINsO;S, 534,0; m/z mo pesynbraTtaM aHajiu3a:
534,1 [M+H]+. "H SIMP (400 MI'u, CD;0D): § 8.16-8.10 (m, 1H), 7.57-7.49 (m, 1H), 7.42-7.34 (m, 2H), 7.30-
7.23 (m, 1H), 7.18-7.11 (m, 2H), 7.08-7.02 (m, 2H), 6.05-6.00 (m, 1H), 4.45-4.38 (m, 1H), 3.42-3.33 (m, 1H),
1.91-1.77 (m, 4H), 1.76-1.66 (m, 2H), 1.62-1.54 (m, 1H), 1.52-1.43 (m, 1H).

Ipumep 138. N-((1R,2S5)-2-AneTamMumonukiIoneHT)-5-(*S)-(2-meTrn-4-penoxcud enmn)-4-okco-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOOKCaMuI.

0.
o}
O CLL °
*g HN
N NH S
H R
N
Db
/ S [0}
N

VYkazaHHOe B Ha3BaHUU COCTUHEHHE TIOTYJaIH CIIOCOOOM, aHAJIOTHYHBIM CIIoco0y npumepa 136, ¢ mpume-
HeaueM N-((1R,2S)-2-amunonmkmonenTnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-
3,5,8-tpuazaanenadrunen-2-kapbokcamuaa (mpumep 115). MC (MOP): macca, paccuutannas st CpoHy7N504S,
541,6; m/z o pesyasraram aHammsa: 542,5 [M+H]". '"H SIMP (400 MI'u, CD,0D): & 8,30 (d, J=5,5 I'n, 1H),
7,45-7,33 (m, 2H), 7,31-7,24 (m, 1H), 7,20-7,12m, 1H), 7,12 -7,02 (m, 3H), 6,99-6,93 (m, 1H), 6,04 (d, J=5,4
I'u, 1H), 4,40-4,29(m, 2H), 2,11 (s, 3H), 2,08-1,99 (m, 2H), 1,93 (s, 3H), 1,89-1,82 (m, 1H), 1,75-1,62 (m, 3H).

IMpumep 139. N-((1R,3R)-3-I'mapokcunmkinorekcun)-4-okco-5-(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCcaMHI.

O,
N)kNH
O \OH
| r N\ o
R
= av

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOIYYald CIIOCOOOM, aHAJIOTUYHEIM criocoOy mpumepa 104, cragus
A, ¢ mpumeHeHueM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-Tpuazaanenadtunen-2-kapoo-
HUTXJopuaa (mpomexyrounoe coenuaenue 9) u (1R,3R)-4-amunornuknorexkcanona. MC (MU9P): macca, paccumn-
tannas maa Cp7HuN,40,S, 500,6; m/z mo pesyneratam amanmmsa: 501,1 [M+H]". 'H SIMP (500 MIw, CDCl): 6
9,55 (s, 1H), 8,36 (s, 1H), 7,47-7,35 (m, 2H), 7,29-7,26 (m, 1H), 7,23-7,04 (m, 5H), 6,21 (s, 1H), 5,43 (d, J=7,8
I'u, 1H), 4,49-4,29 (m, 1H), 4,29-4,13 (m, 2H), 3,82-3,56 (m, OH), 2,66-2,28 (m, 1H), 2,12-1,80 (m, 3H), 1,77-
1,52 (m, 4H), 1, 47-1, 17 (m, 1H).

IMpumep 140. N-((1R,2S)-2-T'mapoxcunukinonenTn)-4-okco-5-(4-penokcudennn)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.

SAYYN

VYkazaHHOe B Ha3BaHWUHM COCIUHEHHE TOJTYJad CIIOCOOOM, aHAJIOTHYHBIM criocoOy mpumepa 104, cramus
A, c mpumeHeHueM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-TpuazaanenadtunaeH-2-kapoo-
HUIXJIopHuaa (mpoMexyrouanoe coenunenue 9) u (1S,2R)-2-amunonuknonenranona. MC (MDP): macca, paccun-
tanHas 111 CogH,oN,0,S, 486,6; m/z o pesymbrataM aHammsa: 487 [M+H]". 'H samP (500 MTI', CD;0OD): &
8,30 (d, J=5, 6 I'y, 1H), 7,47-7,32 (m, 4H), 7,26-7,03 (m, 5H), 6,17 (d, J=5, 6 I'y, 1H), 4,31-4,05 (m, 2H), 2,11-
1,53 (m, 7H).

Mpumep 141. 5-([1,1'-budenmn]-3-mr)-N-((1R,2S)-2-amunonuknorekcun )-4-okco-4,5-nurunpo-3H-1-tua-
3,5, 8-TpuazaaneHadTHICH-2-KapOOKCaMu L.
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O

) HZN

VYka3aHHOE B Ha3BaHWU COEJIMHCHHE ITOJYYaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOco0y mpumepa 1,. ¢ mpume-
HeHueM 5-([1,1'-6ndennn]-3-nn)-4-oxco-4,5-nqurunpo-3H-1-tna-3,5,8-TpnazaanenadruneH-2-kapOOHOBOH KH-
cioTel (pomexyTouHoe coeamHenue 19) u tper-Oytmin-N-[(1S,2R)-2-amunonnkinorekcunalkapoamara. MC
(13P): macca, paccunrtannas 1t Cy7HysNsO,S, 483,6; m/z mo pesynbraTam aHanusa: 484,2 [M+H]".

[Mpumep 142. N-((1R,3S)-3-I'mapokcunmkinorekcun)-4-okco-5-(4-penoxcudenmn)-4,5-nmuruapo-3H-1-tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCcaMHII.

AL
s N R

VYka3aHHOe B Ha3BaHUHM COCIUHEHHE TOJTYJad CIIOCOOOM, aHAJIOTHYHBIM crioco0y mpumepa 104, cramus
A, ¢ npumeHeHueM  4-okco-5-(4-peHokcudenmn)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadTiieH-2-
KapOoHmIXnopuaa (npomexxyrodnoe coenunenue 9) u (1R,3R)-4-amunonmknorekcanona. MC (MOP): macca,
paccuutannas it Cy;HpN404S, 500,6; m/z o pesynbratam aHamusza: 501,0 [M+H]". 'H NMR (500 MIn,
CDCl;): 6 9,52 (s, 1H), 8,38 (s, 1H), 7,48-7,38 (m, 2H), 7,32-7,27 (m, 1H), 7,23-7,07 (m, 5H), 6,21 (s, 1H), 4,19
(s, 1H), 4,05 (s, 1H), 3,42 (s, 3H), 2,14-2,01 (m, 1H), 1,98-1,40 (m, 7H).

IMpumep 143. N-((1S,3S)-3-I'mapokcunmknorekcun)-4-okco-5-(4-penoxcudenmn)-4,5-nmuruapo-3H-1-tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCaMHII.

O AL,
A\

VYka3aHHOE B Ha3BaHHH COEAMHEHHE IOJyYald CIIOCOOOM, aHAIOTHYHBIM crocoOy mpumepa 104, cramus
A, c¢ npumeneHuneMm 4-okco-5-(4-penoxcudennn)-4,5-murunpo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kap-
O6oHmxmopuaa (mpomexyrounoe coequHerue 9) u (1S,3S)-3-amunomnukinorekcanona. MC (MOP): macca, pac-
cunranHas st Cp7HpN404S, 500,6; m/z o pesynbratam ananmmza: 501,1 [M+H]+. 'H IMP (500 MTI'ti, CDCl3):
69,64 (s, 1H), 8,35 (d, J=5, 9 I'n, 1H), 7,47-7,37 (m, 2H), 7,30-7,26 (m, 1H), 7,25 (d, J=3,5 'y, 1H), 7,24-7,08
(m, 5H), 6,25 (d, J=5, 9 'y, 1H), 5,65 (d, J=7,8 T'n, 1H), 4,44-4,29 (m, 1H), 4,21 (s, 1H), 2,16-1,29 (m, 9H).

IMpumep 144. 5-([1,1'-budenwmn]-3-mr)-N-((1R,2R)-2-ruapokcuriukionenTmn)-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiICH-2-KapOOKCaMUI.

P

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOIyYaln CIocOO0M, aHAIOTUYHBIM crIoco0y mpumMepa 1, craaus A, ¢
npumeHenueM  5-([1,1'-6udennn]-3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaarnenad trieH-2-kapOoHO-
BOM KHCIOTHI (TIpoMekyTouHoe coenuaenue 19) u (1R,2R)-2-aMUHOIMKIIONICHTAHOa, IPH 3TOM HE OBLIO HEO0O-
XOAUMOCTH yHajeHus 3ammTHoil rpynnsl ¢ nomombio HCl, mockonbky mnpumensin (1R,2R)-2-ammHo-
mukionentadon. MC (MOP): macca, paccunrtannas gt C,sH,pN4O;S, 470,5; m/z no pesynbraTaM aHamu3a:
471,1 [M+H]". 'H SIMP (400 M, .JIMCO-de): & 10,10 (s, 1H), 8,31-8,26 (m, 1H), 8,05-7,97 (m, 1H), 7,84-
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7,80 (m, 1H), 7,79-7,76 (m, 1H), 7,70-7,67 (m, 2H), 7,67-7,63 (m, 1H), 7,48-7,43 (m, 3H), 7,39-7,34 (m, 1H),
6,07-6,03 (m, 1H), 4,80-4,73 (m, 1H), 4,02-3,94 (m, 2H), 2,01-1,93 (m, 1H), 1,89-1,79 (m, 1H), 1,67-1,59 (m,
2H), 1,53-1,41 (m, 2H).

IMpumep 145. N-((18S,45)-4-AmuHonnkIorekcun)-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-tpuazaanenadtuneH-2-kapobokcaMu.

SReul
e\

VYkazaHHOe B Ha3BaHWUHM COCIUHEHHE MOJTYJad CIIOCOOOM, aHAJIOTHYHBIM criocoOy mpumepa 104, cramus
A-B, ¢ mpumenenneM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-Tpuazaanenap tuiaeH-2-kapoo-
HUIXJIOpHIa (MIPOMEKYTOTHOE coenHeHne 9) u TpeT-0yTrin-N-(4-amMmuHonMKIorekeui) kapoamara. MC (MOP):
Macca, paccuntannas 1t Cy;H,sNsO3S, 499,6; Haiineno, m/z: [M+H]+.

IIpumep 146. N-(tpanc-(1R,4R)-4- AMuHOIMKIIOTeKCHIT)-4-0KC0-5-(4-henokcudennn)-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.

SRAGE

NJLNH R
N HN—OE'NHZ
\N S 0]

VYka3aHHOE B Ha3BaHWH COEIMHEHHE MOJIydYalld COCO0OM, aHAaJIOTHYHBIM crioco0y npumepa 104, cragun
A-B ¢ npumenenuem 4-okco-5-(4-¢penoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadrrneH-2-kapoo-
HUIXJIopuaa (mpoMexxyroyHoe coenunenune 9) m tpanc-N-Boc-1,4-nmknorexkcanaguamuaa. MC (MOP): macca,
paccuntanHas i C,7H,5N5058S, 499,6; Halineno, m/z: [M+H]+. 'H AMP (500 MTI';, CD;0D): ¢ 8,31 (d, J=5, 6
I'u, 1H), 7,49-7,35 (m, 4H), 7,23-7,05 (m, 5H), 6,18 (d, J=5, 6 'y, 1H), 3,90 (ddt, J=11,7, 7,7, 4,0 T'u, 1H), 3,17-
3,02 (m, 1H), 2,10 (dq, J=13,9, 4,3 T'u, 4H), 1,68-1,39 (m, 4H).

pumep 147. Ttpanc-N-((1RS,3RS)-3-AMuHonmknonenTun)-4-okco-5-(4-penoxcudenmn)-4,5-nuruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

A

VYkazaHHOe B Ha3BaHUHM COCIUHEHHE MOJTYJad CIIOCOOOM, aHAJIOTHYHBIM criocoOy mpumepa 104, cramus
A-B, ¢ npumenenmneM 4-okco-5-(4-penoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadrrneH-2-kapoo-
HUIXJIopuaa (mpoMexxyTodnoe coenunenue 9) u tpanc-tper-0ytun-N-[(1R, 3R)-3-amunonmkionenTi| kapoa-
maTta. MC (UDP): macca, paccuntannas 1 CygHpNsO3S, 485,6; m/z mo pesynbratam aHamusa: 486, 1 [M+H]".
'H SIMP (400 MTI'u, CD;0D): & 8,21 (d, J=5.,6 ', 1H), 7,47-7,30 (m, 4H), 7,25-7,03 (m, 5H), 6,09 (d, J=5,6 'y,
1H), 4,60-4,43 (m, 1H), 3,90-3,59 (m, 1H), 2,35-2,05 (m, 4H), 1,84-1,56 (m, 2H).

IMpumep 148. N-((18S,25)-2-AMuHonuknoneHTHn)-4-okco-5-(4-penoxcudenmn)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarienadTrieH-2-kapOoKCaMHI.

99l

S
7~

VKka3aHHOe B Ha3BaHHH COCAMHCHUC NOJTydaJIn CHOC060M, aHaJIOrM4YHbBIM CHOC06y npuMmepa 104, cragus
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A-B, ¢ npumenenneM 4-okco-5-(4-dpenoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadrruneH-2-kapoo-
HUIXJIopuaa (mpoMexyrouHoe coenuHeHne 9) m Tper-OyTmin-N-[(1S,2S)-2-amuHOIMKIIONEHTII] KapOamara.
MC (M3P): macca, paccuntanHas 11 C,cHxsNsOsS, 485,6; m/z mo pesymbraTaM aHanmmsa: 486,1 [M+H]". 'H
SMP (400 MI'n, CD;0D): 6 8,43 (s, 1H), 8,30 (d, J=5,6 I', 1H), 7,86-7,79 (m, 1H), 7,73-7,62 (m, 4H), 7,47-
7,38 (m, 3H), 7,37-7,31 (m, 1H), 6,19 (d, J=5, 6 I'y, 1H), 4,67-4,50 (m, 1H), 3,70-3,58 (m, 1H), 3,55-3,45 (m,
2H), 3,27-3,15 (m, 1H), 2,92 (s, 3H), 2,60-2,45 (m, 1H), 2,30-2,15 (m, 1H).

IIpumep 149. N-((1R,2R)-2-AmuHonukIorekcun)-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapobokcaMu.

SAYYN

VYkazaHHOe B Ha3BaHUHM COCTUHEHHE MOJTYJad CIIOCOOOM, aHAJIOTHYHBIM crioco0y mpumepa 104, cramus
A-B, ¢ mpumenenneM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuiaeH-2-kapoo-
HUIXJIopuaa (mpoMexyrouHoe coeauHenne 9) u tper-OyTHia-N-[(1R,2R)-2-amuHomukiorekcmn| kapdamara.
MC (U3P): macca, paccuntanHas ais Cy;HpsNsO3S, 499,6; m/z o pesynpratam anaimsa: 500,1 [M+H]". 'H
SIMP (500 MI'u, CD;0OD): 6 8.17 (d, J=5, 6 I', 1H), 7,50-7,23 (m, 4H), 7,23-6,97 (m, 5H), 6,04 (d, J=5,7 I'L,
1H), 4,01-3,79 (m, 1H), 3,08-2,94 (m, 1H), 2,22-1,75 (m, 4H), 1,62-1,23 (m, 4H).

Mpumep 150. tper-byrun-((1R,3S)-3-(4-okco-5-(4-penokcndennn)-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
anieHad THIIeH-2-KapOOKCaMuUI0 ) IMKJIOTICHTIIT)KapOamara.

SRS

YkazaHHOe B Ha3BaHWUHU COCIUHEHHE TOJTYJaId CIIOCOOOM, aHAJIOTHYHBIM crioco0y mpumepa 104, cramus
A, c npumeHenueMm 4-okco-5-(4-¢penoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadrrneH-2-kapoo-
HUJIXJIOpHUA (IpoMexyTouHoe coenunenue 9) u tper-0ytun-N-[(1R,2R)-2-amunonuknorexcui|kapoamara. MC
(U3P): macca, paccumrannas mis Cs;iH3NsOsS, 585,7; m/z mo pesymbratam anammsa: 486,1 (munyc Boe)
[M+H]". 'H SIMP (400 MI't, CDCls): & 8,34 (d, J=5,6 T, 1H), 7,44-7,36 (m, 2H), 7,31-7,27 (m, 2H), 7,23-7,06
(m, 5H), 6,13 (d, J=5,3 I'u, 1H), 5,03-4,96 (m, 1H), 4,48-4,34 (m, 1H), 3,85-3,72 (m, 1H), 2,53-2,35 (m, 1H),
2,04-1,64 (m, 6H), 1,50 (s, 9H), 1,45-1,43 (m, 1H).

Mpumep 151. tper-bByrnn-tpanc-((1R,4R)-4-(4-okco-5(4-penokcudenmn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHaQTHICH-2-KapOOKCaMHIO0 )IIUKIIOTEKCHI ) KapOamar.

A,
soad Q—>\)L

VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM croco0y mpumepa 104, cramuu
A, ¢ mpumeHeHueM 4-okco-5-(4-benokcudenmn)-4,5-murunpo-3H-1-tua-3,5,8-TpuazaanenadtuneH-2-kapoo-
HUIXJIOpHaa (mpoMexxyTouHoe coenuHeHue 9) m Tpanc-N-Boc-1,4-muknorexcananamuaa. MC (MDP): macca,
paccunranHas s Cs,HisNsOsS, 599,7; m/z mo pesynsTatam aHanmsa: 600,2 [M+H]™ 'H aMP (400 MTIn,
CDCl5): 6 9,48 (s, 1H), 8,35 (d, J=5,5 I', 1H), 7,44-7,36 (m, 2H), 7,23-7,08 (m, 5H), 6,17 (d, J=5, 6 T'u, 1H),
5,35(d, J=7,9 I'u, 1H), 4,51-4,31 (m, 1H), 3,90 (s, 1H), 3,47 (s, 1H), 2,19-1,99 (m, 5H), 1,52-1,15 (m, 14H).

Mpumep 152. N-((1-I'mnpoxcurukiiorekcmin)mMerun )-4-okco-5-(4-penoxcudenmn)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCaMHI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoO0OM, aHAIOTMYHBIM CIIOCO0y mpuMmepa 1, craaus A, ¢
IIPUMEHECHUEM okco-5-(4-dpenokcudennn)-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHad runen-2-kapooHoBOI
KHCJIOTHI (IIPOMEXYTOUHOE COeTUHEHNE 2) U |-aMHHOMETHII- | -ITUKIIOTeKCaHOI THAPOXJIOPHIA, IPHYEM CTAIUI0
yaaneHus 3ammTHO# rpynmsl ¢ moMmombio HCl ma ctagun B He mpumensiin. MC (MOP): macca, paccuuranHas
s CogHogN4O,S, 514,6; m/z no pesynbratam anammsa: 515,0 [M+H]". 'H SIMP (400 MTI'u, CDCl3): & 9,55 (s,
1H), 8,33 (s, 1H), 8,02 (s, 1H), 7,45-7,34 (m, 2H), 7,36-7,25 (m, 2H), 7,23-7,06 (m, 5H), 6,39 (t, J=5, 9 'y, 1H),
6,14 (s, 1H), 3,46 (d, J=5,7 I'n, 2H), 2,96 (s, 2H), 1,63-1,45 (m, 7H), 1,35 (q, J=10,0, 8, 3 'y, 1H).

IMpumep 153. N-((1S,3R)-3-((E)-4-(IumeTnnaMmuto)0yT-2-eHaMUI0 )ITAKIIOTICHTHN )-5-(4-H30MPOITOKCH-2 -
MeTtwihenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-Tpuazaanenad TuiaeH-2-kapOOKCaMUI.

: : l
Tl J{\
N

VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 122, ¢ npume-
HEeHUEeM S5-(4-n30mponokcu-2-metwipennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapoo-
HOBOW KHCIJIOTHI (TIpoMexyTouHoe coeannenue 31) n tper-0yrmi-N-[(1R,2S)-2-amunonnkionenTui|kapbamaTa
Ha cramuu A u (E)-4-(mumetmnamuHo)0yT-2-eHOBOM kucnoThl Ha ctaanu B. MC (M3QP): macca, paccuntanHas
ans CaoHseNgO,S, 576,7; m/z o pesymbratam asanmsa: 577,6 [M+H]". 'H sIMP (400 MTI't;, CD3;0D): 6 8,48 (s,
1H), 8,28 (d, J=5,5 I'y, 1H), 7,28-7,13 (m, 1H), 7,01-6,86 (m, 2H), 6,84-6,68 (m, 1H), 6,34-6,16 (m, 1H), 6,01
(d, J=5,5 T'u, 1H), 4,74 -4,58 (m, 1H), 4,43-4,29 (m, 1H), 4,25-4,13 (m, 1H), 3,67-3,51 (m, 2H), 2,60 (s, 6H),
2,55-2,40 (m, 1H), 2,10 (s, 3H), 2,07-1,95 (m, 2H), 1,92-1,71 (m, 2H), 1,68-1,57 (m, 1H), 1,42-1,27 (m, 6H).

IMpumep 154. N-((1S,2R)-2-(2-AMuHOAIIETAMUIO )ITUKIONIEHTH)-5-(*S)-(2-MeTHi-4-h eHOKCHUp eHIIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/I.

SheSHE

XN R
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YkazaHHOE B Ha3BaHUU COCIUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHIHBIM CIIOCcO0y mpumepa 122, ¢ mpume-
HeHueM  5-(2-metnin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KucIOTH (mpoMexyTounoe coenuuenue 1, Bkmodas CIIOCOB 1 XNPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
geHueM *S-atpomomnzomepa), u TpeT-0yTHiI-N-[(1R,2S)-2-amuHomknonenT |[kapbamara Ha cTaguud A, U ¢
npuMeHeHneM (2-Tper-0yToKcnKapOOHMIAMUHO)yKCycHOW KucinoThl Ha cragun B. MC (MOP): macca, paccun-
tanHas 11 C,oH,3N04S, 556, 6; m/z o pesynbratam aHanmza: 557,4 [M+H]+. 'H IMP (400 MI';, CD;0D): o
8,41 (s, 1H), 8,29 (d, J=5,5 'y, 1H), 7,45-7,33 (m, 2H), 7,28-7,23(m, 1H), 7,22-7,13 (m, 1H), 7,11-7,02 (m, 3H),
7,00-6,91 (m, 1H), 6,04 (d, J=5,6 I'u, 1H), 4,51-4,31 (m, 2H), 3,77-3,55 (m, 2H), 2,19-1,99 (m, 5H), 1,98-1,83
(m, 1H), 1,80-1,60 (m, 3H).

IMpumep 155. N-((1S,2R)-2-(2-([AnmMeTnIaMHHO )aie TAMHUI0 ) IUKIONIEHTH )-5-(*S)(2-MeTnin-4-penokcudge-
HI)-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMHUI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE MOTYYAH CIIOCOO0M, aHATTOTHYHBIM CIIOCO0y mpuMepa 122, ¢ mpume-
HeHueM  5-(2-metuin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadraneH-2-kapOooHo-
BOH KucnoTH (mpoMexyrounoe coenuuenue 1, Bkmodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
geHueM *S-atporousomepa) u Tpet-0yTun-N-[(1R,2S)-2-aMuHOIUKIIOTIEHTHI |[KapOamaTa Ha CTaud A U C TIpH-
MEHEHUEM 2-(TUMETHIIAMUHO)YKCYCHOH KHCIOTBI Ha cramuun B. MC (MOP): macca, paccumraHHas s
C3H3,N40,S, 584,7; m/z no pesynbratam aanmsa: 585,5 [M+H]'. 'H sIMP (400 MTI';, CD;0D): & 8,36 (s, 1H),
8,33-8,24 (m, 1H), 7,46-7,31 (m, 2H), 7,28-7,20 (m, 1H), 7,19-7,l(m, 1H), 7,11-6,99 (m, 3H), 6,99-6,89 (m,
1H), 6,13-5,95 (m, 1H), 4,50-4,27 (m, 2H), 3,61-3,38 (m, 2H), 2,70-2,38 (m, 6H), 2,20-1,95 (m, SH), 1,94-1,53
(m, 4H).

Mpumep 156. 5-(*S)-(2-Metun-4-penokcudenmn)-N-((1S,2R)-2-(2-(MeTHIaMIHO )alie TAMUIO ) ITUKIIOTICH-
TH)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad trieH-2 -kapOoKcaMuI.

o
0
<
N NH
H 8
N
AN
T ; -
N/ s o HN>]J

o]

YkazaHHOe B Ha3BaHUU COCTUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOco0y mpumepa 122, ¢ mpume-
HeHueM  5-(2-metnin-4-peHokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadraneH-2-kapOooHo-
BOH KucIOTH (mpoMexyTrounoe coenunenue 1, Bkmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
yenueM *S-atporonszomepa) u Tper-OyTHi N-[(1R,2S)-2-amuHonukmonenTun|kapbamara Ha craauu A u 2-
[TpeT-OyTOoKCHKapOOHMI(METHI)aMHHO |YKCYCHOH KUCHOTHI Ha ctanuu B. MC (IDP): macca, paccuntanHas uist
C30H30N6O4S, 570,7; m/z o pe3ynbTaTam ananusa: 571,4 [M+H]+. 'H amP (400 MTI'ti, CD;OD): & 8.42 (s, 1H),
8,29 (d, J=5,4 I'u, 1H), 7,46-7,33 (m, 2H), 7,28-7,21 (m, 1H), 7,20-7,13 (m, 1H), 7,12-7,01 (m, 3H), 6,99-6,91
(m, 1H), 6,04 (d, J=5,6 'y, 1H), 4,51-4,33 (m, 2H), 3,77-3,55 (m, 2H), 2,63 (s, 3H), 2,17-1,98 (m, 5H), 1,97-
1,84 (m, 1H), 1,80-1,60 (m, 3H).

Mpumep 157. N-((1S,3R)-3-I'mapokcunmknorekcun)-4-okco-5-(4-penoxcudenmn)-4,5-nmuruapo-3H-1-tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCaMHII.

SRS

Sopte
N s H

VYka3aHHOE B Ha3BaHHH COEJAMHEHHE IOJyYald CIIOCOOOM, aHAIOTHYHBIM crocoOy mpumepa 104, cramus
A, c npumenenuneMm 4-okco-5-(4-¢penoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadrrneH-2-kapoo-
HIIXJopuaa (mpomexxyrounoe coeannenue 9) u (1R,3S)-3-amuHo-nmknorexkcanon rugpoxiopuga. MC (M3P):
Macca, paccauranHas 11 C,7HouN,0,4S, 500,6; m/z mo pesyasTatam amammsa: 501,1 [M+H]™ 'H aMmp (500
MTI'n, CDCL;): 6 9,47 (s, 1H), 8,31 (d, J=5, 6 ', 1H), 7,45-7,27 (m, 4H), 7,22-6,99 (m, 5SH), 6,75 (s, 1H), 6,13
(d, J=5,4 T'n, 1H), 4,27-3,94 (m, 2H), 2,18-1,20 (m, 9H).

IMpumep 158. N-((1S,3R)-3-(2-(JInMeTHIIAMHHO )alie TAMHUI0 ) ITUKIIOTICHTHN )-5-(4-U30MIPOITOKCH-2 -METHII-
(dhennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TuineH-2-kapOOKCaMII.
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VYka3aHHOE B Ha3BaHUH COEAWHEHUE MOJYYaId CIIOCOO0M, aHAJIOTHYHBIM crioco0y mpumepa 122, ¢ npume-
HeHUEeM 5-(4-n3ornponokcu-2-metwipennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kapoo-
HOBOW KHCIJIOTHI (TIpoMexyTouHoe coeannenue 31) n tper-0yrmi-N-[(1R,2S)-2-amunonnkionenTui|kapbamara
Ha cTaguu A u 2-(TUMETHUIAMUHO)YKCYCHOM KUCIOTH Ha cTtaauu B. MC

(BP): macca, paccuntanHas s CygH34NgO4S, 550,7; m/z mo pesynpTaram aHammsa: 552,1 [M+H]+. 'H
SMP (400 MI'u, CD;0D): & 8,45 (s, 1H), 8,29 (d, J=4,9 I'y, 1H), 7,29-7,16 (m, 1H), 7,01-6,95 (m, 1H), 6,91
(dd, J=8,6, 2,4 T'n, 1H), 6,02 (d, J=5, 0 I'y, 1H), 4,73-4,60 (m, 1H), 4,38-4,10 (m, 2H), 3,47 (s, 2H), 2,63 (s, 6H),
2,51-2,37 (m, 1H), 2,11 (s, 3H), 2,07-1,93 (m, 2H), 1,91-1,71 (m, 2H), 1,70-1,58(m, 1H), 1,41-1,29 (m, 6H).

IIpumep 159. 4-Oxco-5-(2-penmmupunnn-4-ni)-N-((1S,2R)-2-nponmmoHaMu 10ITUKIOeHTN ) -4, 5 - TAT U T-
po-3H-1-tma-3,5,8-tpuazaanenadtuneH-2-kapOokcaMul.

0

o &

Cramus  A. N-((1S,2R)-2-AMHHOIMKIONEHTH )-4-0KCO-5-(2-peHmnmupununa-4-mn)-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad THiIeH-2-KapOOKcaMuI. YKa3aHHOE B HA3BaHWH COCTUHEHHE IMOJIyJaliid CIIocOOOM, aHa-
JIOTUYHBIM crioco0y mpumepa 1, craamst A, ¢ mpuMeHeHHEeM 4-0Kco-5-(2-deHmmmupuana-4-un)-4,5-1aruapo-
3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapO0HOBOH KHUCIOTH (MTPOMEXyTouHOe coeaunerne 20) U TpeT-OyTuiI-
N- [(1R,25)-2-amunHonukionenTuia] kapbamara. MC (MOP): macca, paccuuTannas st C25H22N6028, 470,55;
m/z o pe3ynbTatam aHanmsa: 471,1 [M+H]".

Cramus B. 4-Oxco-5-(2-penmmmupunna-4-mm)-N-((1S,2R)-2-mponmnoHaMuIOTIMKIIONEHTHI)-4, 5 - TUTHIPO-
3H-1-tna-3,5,8-tpnazaanenadruien-2-kapookcamua. K pacrsopy N-((1S,2R)-2-amuHOIMKIONEHTHII)-4-0KCO-5-
(2-penmnmupnaun-4-nmn)-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadrunen-2-kapookcamuna (50 wmr, 0,11
MMOJIb) U KaTanutudeckoro kommyectBa DMAP B DCM (25 mut) n1o6aBistiay nponuoHOBEIH anruapun (21 wr,
0,16 MMoOINB) ¥ mepeMeluBaid Npu K. T. B TeueHue 20 MuH. Peakiuro KOHIICHTPHPOBAIH JIOCYXa H OCTaTOK
OYUINAH C MIOMOIIBI0 KOJIOHOYHOW (piemi-xpomMarorpaduu ¢ moydeHHEM YKa3aHHOTO B Ha3BaHHU COCTUHCHUS
B BHUJIC CBETJIO-KEJITOr0 TBepAoro BemectBa (28 wmr, Beixox 48%). MC (MDP): macca, paccuutanHas st
CasHa6N6O5S, 526,6; m/z o pesymbratam anammsa: 527,6 [M+H]". '"H SIMP (400 MI'u, CD;OD): & 8,85 (d,
J=5,2 Ty, 1H), 8,31 (d, J=5, 6 'y, 1H), 8,10-7,95 (m, 3H), 7,57-7,36 (m, 4H), 6,29 (d, J=5, 6 T'w, 1H), 4,45-4,25
(m, 2H), 2,27-2,15 (m, 2H), 2,13-1,94 (m, 2H), 1,93-1,81 (m, 1H), 1,79-1,54 (m, 3H), 1,08 (t, J=7,6 'y, 3H).

IIpumep 160. N-((1R,25)-2-AMHUHOIIUKIIOTEKCH )-5-(4-H30TIPOTIOKCH-2-MeTHI()eHMI )-4-0KCc0-4,5-TUTH]T-
po-3H-1-tma-3,5, 8-tpuazaanenadtuieH-2-kapOOKCaMuI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHHUE MOJIy4alld CII0cOOOM, aHAIOTHYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
MIPUMEHEHUEM  5-(4-U30TPOTIOKCH-2-MeTUIheHIT)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadrineH-2-
KapOOHOBOM KHCIOTHI (MPOMEXyTOodHOe coenuHeHue 31) wu  Tper-Oytror  N-(1S,2R)-2-amMuHOIIUKIIO-
rexcui)kapbamara. MC (MDP): macca, paccuntannas mist C,sHpoNsO3S, 479,6; m/z mo pe3yiapTaraM aHaau3a:
480,5 [M+H]". '"H SIMP (400 MI', CD;OD): & 8,46 (s, 1H), 8,29 (d, J=5,5 ', 1H), 7,29-7,13 (m, 1H), 7,01-
6,86 (m, 2H), 6,06-5,96 (m, 1H), 4,73-4,58 (m, 1H), 4,47-4,31 (m, 1H), 3,68-3,53 (m, 1H), 2,19-1,98 (m, 3H),
1,95-1,65 (m, 6H), 1,61-1,47 (m, 2H), 1,42-1,29 (m, 6H).
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IMpumep 161. 5-(4-HU3zomnponokcu-2-mermndenun)-N-((1S,3R)-3-(2-(MeTraaMuHO )arieTaMu10 ) IMKIIOTIEH-
TH)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad tuieH-2 -kapOoKkcaMuI.

T OO
F~ %

VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 122, ¢ npume-
HeHUEeM  5-(4-m3omnponokcu-2-metundenun)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
0OOHOBOH KHCIOTH (TpoMexyTouHoe coeanHenue 31) u Tper-0yTmi-N-[(1R,3S)-3-amuHonuknonenTui] kapoa-
MaTta Ha cTaaud A u 2-[TpeT-OyTOoKCHKapOOHMI(METHII)aMUHO |[YKCYCHON KUCIOTHI Ha crtaguu B. MC (MOP):
Macca, paccuuranHas 11 C,7H3NeO,4S, 536,6; m/z mo pesyasTatam aHanmsa: 537,6 [M+H]™ 'H aMmp (400
MTI', CD;0D): 6 8,46 (s, 1H), 8,30 (d, J=5,4 I'u, 1H), 7,30-7,12 (m, 1H), 7,04-6,83 (m, 2H), 6,02 (d, J=5,4 I'L,
1H), 4,70-4,62 (m, 1H), 4,47-4,26 (m, 1H), 4,22-4,08 (m, 1H), 3,70 (s, 2H), 2,67 (s, 3H), 2,55-2,40 (m, 1H),
2,17-1,97 (m, 5H), 1,90-1,58 (m, 3H), 1,39-1,27 (m, 6H).

Ipumep 162. N-((1S,2R)-2-AneTaMuIoMKIONEHTI)-5-(*S)-(2-MeTrn-4-penokcud enmn)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tpraszaanenad TuiaeH-2-kapOOKCaMuI.

OV Ce L
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Cramust A. N-((1S,2R)-2-Amunonnkionentuin)-5-(*S)-(2-metun-4-penokcudenmn)-4-oxkco-4,5-nuruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTHYHBIM crioco0y mpumepa 1, craaust A, ¢ npuMmeHeHuneMm 5-(2-mertuin-4-¢enokcudenun)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIIO-
gas CIIOCOb 1 XHWPAJIbHOI'O PA3JAEJIEHUS c¢ momydenuem *S-arpomomszomepa) W TpeT-OyTuin N-
[(1R,2S)-2-amMmuHOTIMKIIOTIEHT I |[Kapbamara.

Cramus B.  N-((1S,2R)-2-AneTamMuoKiIoneHT)-5-(*S)-(2-metun-4-penoxcud enmn)-4-oxco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUU COCOUHEHHE OBIIO TIO-
Jy4eHO crioco00M, aHaJIOTHYHEIM crioco0y npumepa 159, cragus B, ¢ npuMmenenneM ykcycrnoro anruapuna. MC
(U3P): macca, paccuntannas it CyH,7NsO4S, 541,6; m/z mo pe3ynpraTtam aHanmuza: 542,2 [M+H]". 'H SIMP
(400 MI'm, CD;0OD): & 8.37-8.25 (m, 1H), 7.45-7.34 (m, 2H), 7.30-7.23 (m, 1H), 7.22-7.13 (m, 1H), 7.12-7.02
(m, 3H), 7.00-6.95 (m, 1H), 6.12-6.02 (m, 1H), 4.42-4.27 (m, 2H), 2.14-2.09 (m, 3H), 2.08-1.96 (m, 2H), 1.95-
1.91 (m, 3H), 190-1.81 (m, 1H), 1.79-1.58 (m, 3H).

Mpumep 163. tper-byrun-((18S,45)-4-(4-okco-5-(4-penokcudennn)-4,5-nuruapo-3H-1-tua-3,5,8-rpua3za-
anieHa THIIeH-2-KapOOKCaMuU/I0 ) IUKJIOTeKCHIT)KapOamar.

SRS
TN

VYka3aHHOE B Ha3BaHWH COEIMHEHHE MOJIydan CIoco0OM, aHAJIOTHYHEIM crioco0y npumepa 104, cragus A
¢ mnpuMeHeHueM 4-okco-5-(4-¢penoxcudennn)-4,5-murunpo-3H-1-tna-3,5,8-TpuasaanenadpTrinen-2-kapOoHuI-
xyopuaa (nmpoMmexxyrouHoe coeaunenue 9) u 1-N-Boc-cis-1,4-unknorexkcunnuamuna. MC (M3P): macca, pac-
cunrannas s C3,H33NsOsS, 599,7; m/z o pesynsraram anammsa: 600,1 [M+H]'. 'H sIMP (400 MTI'1;, CDCly):
8 9,46 (s, 1H), 8,36 (d, J=5,5 I'n, 1H), 7,46-7,35 (m, 2H), 7,29-7,27 (m, 1H), 7,22-7,02 (m, 5H), 6,16 (d, J=5,5
I'u, 1H), 5,46 (d, J=7,6 I'u, 1H), 4,69-4,52 (m, 1H), 4,19-3,95 (m, 1H), 3,82-3,62 (m, 1H), 1,95-1,60 (m, 9H),
1,46 (s, 9H).
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Mpumep 164. N-((1S,3R)-3-AmuHonuknonesTun)-4-okco-5-(4-penoxcudenmn)-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKcaMHI.

A,

| s
NH

VYka3aHHOE B Ha3BaHWU COEIMHEHHE MOJIydYalld COCO0OM, aHAaJOTHYHBIM crioco0y npumepa 104, cramun
A-B, ¢ npumenenmnem 4-okco-5-(4-penoxcupennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadrruneH-2-kapoo-
HUIXJIopuaa (mpoMexyrouHoe coequHenne 9) m tper-0ytin-((1R,3S)-3-amunonmkinonentin)kapbamara. MC
(3P): macca, paccunrannas it CsHy3NsO3S, 485, 6; m/z o pesynbratam ananumsza: 486,1 [M+H]". 'H AMP
(500 MI'u, CD;OD): 6 8,35 (d, J=5, 6 I'i, 1H), 7,48-7,36 (m, 4H), 7,24-7,08 (m, 6H), 6,21 (d, J=5, 6 ', 1H),
4,38-4,30 (m, 1H), 3,73-3,62 (m, 1H), 2,61-2,49 (m, 1H), 2,21-1,76 (m, SH).

IMpumep 165. N-((1R,2S)-2-AxpunamunonuriioneHTun)-5-(*R)-(4-u3onponokcu-2-metnindeHu)-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.

T O

VYka3aHHOE B Ha3BaHWU COEIMHEHUE IOJIydall CIIOCOOOM, aHAIOTHYHBIM crtoco0y mpumepa 1 ¢ mpumeHe-
HUeM  5-(4-m3omponokcu-2-metwidennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kap6o-
HOBOW KHCIOTHI (IpoMexxyTouHoe coequnenne 31, Bkimrouas CIIOCOB 1 XWPAJIBHOI'O PA3JIEJIEHUSA c
noirydyenneM *R-arponomsomepa) u Tper-Oytmin N-[(1S,2R)-2-amunonuxonentmn]kapoamara. MC (M3P):
Macca, paccuutanHas it C,;HyoNsO,4S, 519,6; m/z mo pesymbratam aHammza: 520,2 [M+H]". 'H aMP (400
MTI'n, CD;0OD): & 8.28-8.22 (m, 1H), 7.24-7.18 (m, 1H), 6.97-6.87 (m, 2H), 6.32-6.14 (m, 2H), 6.01-5.95 (m,
1H), 5.63-5.57 (m, 1H), 4.71-4.61 (m, 1H), 4.46-4.34 (m, 2H), 2.16-1.99 (m, 5H), 1.97-1.84 (m, 1H), 1.82-1.59
(m, 3H), 1.37-1.29 (m, 6H).

IIpumep 166. N-((1R,2S)-2- AKkprIaMHIOIIMKIONEHTII)-5-(*S)-(4-MeTHII-2-(Hh eHOKCUTTUPUMHTAH-5-11)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUT.

Cramus A. tper-bytmn-((1R,25)-2-(5-(*S)-(4-meTni-2 -G eHOKCUITUPUMUTIUH-5-1111)-4-0KCO-4, 5-TUTHUAPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI0 JIUKIONMeHTI ) kapbamara. K pactBopy 5-(4-meTmi-2-
(heHOKCUTTUPUMHUTUH-5-11)-4-0KCc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kKapOOHOBOW  KHUCIIOTHI
(mpomexyrtounoe coeaunenue 13, pxmovyas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUSA ¢ mony4yenuem *S-
atponionsomepa; 400 mr, 0,95 mmons), Tper-OyTmi-((1S,2R)-2-amuHonuknonentun)kapbamara (382 wmr, 1,9
mmons) DIPEA (1,6 mi, 9,5 mmons) B DMF (3,8 Mir) 1o6aBistiy 1o KarusiM 1-npornaHocOHOBBIH aHTHIPUA
(T3P®) (3,17 mi, 4,76 MMOIh). PeaknimoHHYIO cMeCh ITepeMENIMBa IPU KOMHATHOW TeMITepaTrype B TeueHue 1
4. B peakunonnyto cmecs nobasisim Boxy u EtOAc. Oprannueckyto a3y OTAessUId, TPOMBIBAIIM B BOJE U CO-
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JeBOM pacTBope. BomHblif cioit skcTparuposanu ¢ ucnoiabp3oBanneM EtOAc, 00beIMHEHHYIO OPTaHHUKY CYIIWIIN
(Na,SO,), GunpTpoBany ¥ KOHLUEHTPUPOBAIH 1M0J HOoHMWKEeHHBIM aaBieHueM. Ounctky (FCC, SiO,, 20-100%,
EtOAc/rexcansl) IpOBOIMIIN C TTOTyYSHHEM YKa3aHHOTO B Ha3BaHUH coequHeHus (3 95 mr, 68%).

Cramus B. N-((1R,2S)-2-AMunormknonenTn)-5-(*S)-(4-meTmi-2-heHoKCUTUpUMHIAH- 5 -11)-4-0KCc0-4,5-
muruapo-3H-1-tna-3,5,8-Tpuazaanenad tuien-2-kapookcamua. PactBop tper-0ytun-((1R,2S)-2-(5-(4-meTwmi-2-
(heHOKCUTTUPUMHTUH-5-11)-4-0KCc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TriieH-2 -kapOOKCaMHIO ) TUKITO-
neHTmw)kapoamara (395 mr, 0,65 mmons) B8 HCI (4 M B auokcane, 0,82 M) mepeMemmBaiy Mpu KOMHATHON
Temrieparype B TedeHue 1 4. JoO6aBmsmu 3¢up, peakiMOHHYIO CMECh MepeMeIrBaiy B Tedenue 15 mun. [omy-
YCHHBIC TBEP/bIC YaCTHIIEI OT(QMIBTPOBHIBAIN U BHICYIIMBAIH IIPU MOHWKEHHOM JIABJICHUH C MOJYYCHHUEM YKa-
3aHHOTO B Ha3BaHWU coenuHeHus (272 mr, 77%). MC (UBP): macca, paccuntanHas it CysHysN;O3S, 501,56,
m/z o pe3ynbTaTaM aHammsa: 502,0 [M+H]". 'H aMP (500 MI', CD;0OD): & 8,57 (s, 1H), 8,51 (d, J=5, 9 ',
1H), 7,50-7,42 (m, 2H), 7,32-7,27 (m, 1H), 7,27-7,24 (m, 2H), 6,50 (d, J=6,0 I'y, 1H), 4,50 (q, J=6, 6 'y, 1H),
3,78 (q, J=6,9 I'u, 1H), 2,34 (s, 3H), 2,23-2,13 (m, 2H), 2,05-1,91 (m, 2H), 1,84-1,72 (m, 2H).

Cramus C. N-((1R,25)-2-AxkpunaMunouukioneHTun)-5-(*S)-(4-meTuin-2-peHOKCUITUpUMUANH-5-11T)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamun. B 40-mu1 ¢makon, conepxkammii N-
((1R,2S)-2-amuHOTTMKIOTIEHTHN)-5-(*S)-(4-MeTHII-2- (D eHOKCHUTTUPUMUANH-5-11)-4-0KCc0-4,5-muruapo-3H-1-tua-
3,5,8-tpuazaanenadtunen-2-kapbokcamuy (mpumep 254, 100 mr, 0,186 mmons), DMF (1,86 muir), akpruiioByio
kucnoty (0,103 M, 1,49 MmMons) u aumsonpormmmdTIiaMud (0,16 mit, 0,93 MMoms), IepeMennBacMbie B aTMO-
cthepe N,, nmobaBmsum mo kamwsiMm 2,4,6-tpunpormi-1,3,5,2,4,6-tpuokcatpudochoprnan-2,4,6-rpuokcua (1,11
mia, 1,86 wmmomb, 5 o9kB.). Yepes 1 u gobammsmu  apyrue S5 9kB.  2,4,6-tpunponwi-1,3,5,2,4,6-
Tpuokcatpudpochopunan-2,4,6-rpuokcuna (1,11 v, 1,86 mmons). Uepe3 15 MHH peaknuio 3KCTparupOBaIH
EtOAc u mpombIBanu Bo0i U cosieBbIM pacTBOpOoM. BoaHsIH pacTBOp skcTparupoBanu gonoaHutensHo EtOAc,
00BETMHCHHBIC OpraHrmYeckue (ha3bl BRICYIIUBAIN Hal 0e3BOTHBIM Na,SO,4, GUIBTPOBANIH M KOHIICHTPUPOBAIU
nmocyxa. OCTaToOK OYHINANY C TIOMOIIBIO KOJOHOYHOH (uieni-xpoMaTorpaduul ¢ MOJyYCHUEM YKa3aHHOTO B Ha-
3BaHuM coenuHeHus (23,9 mr, Beixon 23,1%). MC (UDP): macca, paccuntannas aist CogH,sN-0,4S, 555,6; m/z
10 pe3yNbTaTaM aHanm3a: 556,0 [M+H]". 'H amP (500 MTI'i, CD;0D): 8 8,52 (s, 1H), 8,40-8,31 (m, 1H), 7,48-
7,43 (m, 2H), 7,30-7,26 (m, 1H), 7,26-7,23 (m, 2H), 6,29 (dd, J=17,1, 10,0 'y, 2H), 6,23-6,17 (m, 1H), 5,62 (d,
J=11,9 T'n, 1H), 4,48-4,37 (m, 2H), 2,33 (s, 3H), 2,14-2,04 (m, 2H), 1,97-1,86 (m, 1H), 1,83-1,63 (m, 3H).

[Tpumep 167. N-((1R,25)-2- AxpriaMUIOIIUKIIOTICHTHIT )-4-0KCO-5-(6-heHnnmupuMuuH-4-1mi)-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMuUI.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npuMeHeHneM  4-o0kco-5-(6-pernmmupumMuaui-4-mn)-4,5-muruapo-3H-1-tua-3,5,8-tpuaszaanenad TuineH-2-kap-
OOHOBOW KHCIHOTHI (MpomexyTodHoe coeawnenne 23) m N-[(1S,2R)-2-aMUHOIMKIONEHTHI |IPON-2-eHAMK 1A
(mpomesxyTOUHOE coequHeHHe 36), MPUYeM CTaauio yJajeHus 3auTHOi rpynnsl ¢ nomoinsio HCl e npume-
usim. MC (M3P): macca, paccuutanHas st C27H23N7O3S, 525,6; m/z o pe3ynpraTam aHanmsa: 526,5 [M+H]".
'H SIMP (400 MT'wy, .JIMCO-dg): & 10.26 (s, 1H), 9.38 (s, 1H), 8.42- 8.32 (m, 2H), 8.25-8.16 (m, 2H), 7.93-7.74
(m, 2H), 7.62-7.54 (m, 3H), 6.57-6.49 (m, 1H), 6.27-6.16 (m, 1H), 6.10-6.02 (m, 1H), 5.60-5.49 (m, 1H), 4.37-
4.19 (m, 2H), 1.96-1.85 (m, 2H), 1.80-1.70 (m, 2H), 1.67-1.57 (m, 2H).

IMpumep 168. N-((1R,2S)-2-AxkpunaMuionuKIoreKcui)-4-okco-5-(2-peHmmupuua-4-mi)-4,5-turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TI0JIyHYall CIOCOOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM 4-0Kkco-5-(2-penmmmupunun-4-un)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadTuiaeH-2-kapOOHOBOH  Ku-
cioTel (mpoMmexkyTouHoe coemuHeHue 20) m Tper-Oytuin N-[(1S,2R)-2-amuuornmknorexcui|kapoamara. MC
(MDP): Macca, paccuntanHas 1 CooHygNeO5S, 538,6; m/z mo pesynsTatam aHammsa: 539,2 [M+H]". 'H aMP
(400 MI'm, CD;0D): & 8.90-8.82 (m, 1H), 8.36-8.27 (m, 1H), 8.06-8.01 (m, 3H), 7.52-7.43 (m, 4H), 6.47-6.36
(m, 1H), 6.33-6.22 (m, 2H), 5.69-5.63 (m, 1H), 4.47-4.36 (m, 1H), 4.22-4.10 (m, 1H), 1.83-1.62 (m, 6H), 1.58-
1.46 (m, 2H).

IIpumep 169. N-((1R,2S)-2-AKpHIaMHUIOIMKIOTSKCHIT)-4-0KC0-5-(2-peHmmmupunnt-4-mi)-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcamMul.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTYYall CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0Kc0-5-(2-permmmupunua-4-nn)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cioTel (pomexkytounoe coeaunenne 20) m Tper-OyTmi-N-[(1S,2R)-2-amuHormknonenTm|kapoamara. MC
(MDP): Macca, paccuntarHas mis CosHouNeO5S, 524,6; m/z mo pesynsTataM aHanmmsa: 525,2 [M+H]". 'H aMP
(400 MI'r, CD;OD): & 8,84 (d, J=5,2 I'u, 1H), 8,29 (d, J=5,6 I'u, 1H), 8,09-7,95 (m, 3H), 7,54-7,40 (m, 4H),
6,41-6,10 (m, 3H), 5,60 (dd, J=9,8, 2,2 I'u, 1H), 4,49-4,29 (m, 2H), 2,17-1,98 (m, 2H), 1,97-1,83 (m, 1H), 1,82-
1,57 (m, 3H).

IMpumep 170. N-((1R,2S)-2-AmunonukioneHTmn)-5-(*S)-(4-MeTHI-6 - e HOKCHITUPHUTUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CITOco0y mpumepa 166, cramun
A-B, c¢ npumenenuneMm 5-(4-metmn-6-peHokcunupuani-3-mn)-4-okco-4,5-auruapo-3H-1-tua-3,5,8-rpuazaane-
HaTHIeH-2-KapOOHOBOH KHCIIOTH (TIpoMexxyTouHoe coenunenue 27, Bkmodass CIIOCOB 1 XMPAJIBHOI'O
PA3JAEJIEHUS ¢ momydenuem *S-arponomsomepa) u tper-0yTmi-((1S,2R)-2-amuHonMKIIONEHTHII)KapOamaTa.
MC (U3P): macca, paccuntanHas aimst CygHpuNeO3S, 500,6; m/z o pesynpratam anaimsa: 501,1 [M+H]". 'H
SIMP (500 MI', CDCly): 6 8,29 (d, J=5,4 I', 1H), 8,07 (s, 1H), 7,46-7,38 (m, 2H), 7,27-7,15 (m, 3H), 6,95 (s,
2H), 5,99 (d, J=5,4 Ty, 1H), 5,28 (s, 1H), 4,17 (q, J=6, 9 'y, 1H), 4,04-3,99 (m, 4H), 3,49-3,42 (m, 1H), 2,22 (s,
3H), 1,86-1,75 (m, 1H), 1,71-1,47 (m, 3H).

Ipumep 171. N-((1R,2S)-2-AkpuiaaMuIOIUKIONEHTHI)-5-(*S)-(4-MeTHII-6-(heHOKCUTTUPHUTUH-3 - 1T )-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.

Ziny

VYka3aHHOE B Ha3BaHUH COEAWHEHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 166, ¢ mpume-
HEHUEM 5-(4-metnn-6-peHoKcunupUINH-3-1i)-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad rrnes-2-
KapOOHOBOH KHCIOTHI (mpoMexxyTrouHoe coeamHenue 27, Bkmouas CIIOCOB 1 XMPAJIBHOI'O PA3/IEJIE-
HUWA ¢ monmydaenneM *S-atpormonsomepa) u Tpet-0yTui-((1S, 2R)-2-aMHUHOIIMKIIOTIEHTH )KapOamaTa Ha CTaJiH
A. MC (M3P): macca, paccunrannas ams CroHo6NgO,4S, 554,6; m/z 1o pesynpTaTtaMm ananmsa: 555,2 [M+H]". 'H
SAMP (500 MTI'u, CDCls): & 9,58 (s, 1H), 8,33 (d, J=5,5 I'u, 1H), 8,05 (s, 1H), 7,48-7,40 (m, 2H), 7,29-7,16 (m,
3H), 6,97-6,93 (m, 1H), 6,84 (d, J=6,3 I'y, 1H), 6,57 (d, J=6, 8 'y, 1H), 6,35 (dd, J=16,9, 1,5 I'y, 1H), 6,21-6,10
(m, 1H), 6,02 (d, J=5,5 T'n, 1H), 5,66 (dd, J=10,3, 1,4 ', 1H), 4,44-4,29 (m, 2H), 4,12 (q, J=7,2 T'u, 1H), 2,30-
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2,08 (m, 3H), 1,93-1,82 (m, 2H), 1,80-1,64 (m, 3H).
Mpumep 172. N-((1R,2S)-2-AxprinaMuI0IUKIOreKCHT)-4-0Kkc0-5-(6-peHokcnnupuanH-3-1i)-4,5-1uru-
po-3H-1-tma-3, 5,8-TpuazaanenadTuieH-2-kapOOKCaMuI.

YkazaHHOE B Ha3BaHUU COCTUHEHHE TIOTYJaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOCcO0y mpumepa 166, ¢ mpume-
HeHueM 4-okco-5-(6-heHokcunmupuani-3-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIIOTHI (TpoMexxkyTouHOoe coeauaenne 28) n tper-0yTui-N-[(1S,2R)-2-amuHOIIMKIOreKCHI |[KapOamaTa Ha cTa-
muu A. MC (MDP): macca, paccumtannas s CooH,sNgO,4S, 554,6; m/z no pesympratam aHanmmza: 555,2
[M+H]". "H SIMP (400 MI'ti, CDCl3): & 8,29 (d, J=5,4 I'n, 1H), 8,24-8,17 (m, 1H), 7,77 (ddd, J=20,3, 8.3, 2,9
I'y, 1H), 7,49-7,39 (m, 2H), 7,31-6,98 (m, 4H), 6,37 (dd, J=17,0, 1,8 I', 1H), 6,30-6,17 (m, 1H), 6,11 (d, J=5,5
I'y, 1H), 5,66 (dd, J=10,0, 1,8 I'u, 1H), 4,30 (d, J=7,9 I'y, 1H), 4,13 (dq, J=14,3, 7,1, 6,5 'y, 2H), 2,04 (s, 3H),
1,90-1,80 (m, 1H), 1,71 (d, J=15,2 T'u, 1H), 1,60 (dd, J=19,0, 9,7 T'u, 3H), 1,25 (t, J=7,1 I'u, 1H), 1,08 (d, J=6,7
I'u, 1H).

Mpumep 173. N-((1R,25)-2-Axpunamuaonmkiorekcuin)-5-(*S)-(4-metnn-6-peHokcunupuant-3-1i)-4-
okco-4,5-nuruapo-3H-1-tua-3,5, 8-rpuazaaneHadTuneH-2-kapOokcaMu.
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VYkazaHHOe B Ha3BaHUHM COCTWHEHHE TOJTYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
A, ¢ nmpuMeHeHneM 5-(4-MeTHI-6-(heHOKCUTUPUIUH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad-
THJICH-2-KapOOHOBOH KUCIOTHI (poMexxkyTodHoe coenuHenne 27, skmodas CIIOCOB 1 XMPAJIBHOT'O PA3-
JAEJIEHUS ¢ momyuenuem *S-atpononsomepa) u N-((1S,2R)-2-amuHonukiorekcwn)akpmwiamuna. MC (MOP):
Mmacca, paccuutanHas it C;oH,sNgO4S, 568,7; m/z mo pe3ynpratam anammsza: 569,1 [M+H]". 'H aMP (500
MTI', CDCl5): 8 9,53 (s, 1H), 8,35 (d, J=5,4 I'ny, 1H), 8,04 (s, 1H), 7,48-7,39 (m, 2H), 7,28-7,16 (m, 3H), 7,05 (s,
1H), 6,97-6,93 (m, 1H), 6,41 (dd, J=16,9, 1,4 T'u, 1H), 6,20 (dd, J=16,9, 10,3 T'u, 1H), 6,02 (d, J=5,5 I'u, 1H),
5,73 (dd, J=10,2, 1,4 T'u, 1H), 4,30 (tt, J=6,5, 3,0 ['u, 1H), 4,16 (4, J=4,3, 3,8 T'u, 1H), 2,89 (d, J=0,6 ', 1H),
2,21 (d, J=0,8 T'u, 3H), 2,08-1,99 (m, 1H), 1,92 (ddd, J=13,9, 10,2, 3,8 I'u, 1H), 1,77-1,54 (m, 6H).

Mpumep 174. N-((1R,25)-2-Axpunamunornukiorekcuin)-5-(*R)-(4-n3onponokcu-2-Me i eHm)-4-oKkco-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOOKCaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOOOM, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEeM  5-(4-m30mpomnokcu-2-meTuwidenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadTuncH-2-kapOoH-
0BOI1 KHCIOTHI (MpoMexyTouHoe coennHenue 31, Bkmouas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUA ¢ no-
aydeHueM *R-arpomomnzomepa) u tper-0yTHi N- [(1S,2R)-2-amuHonuknorekcui|kapo6amara. MC (UOP): macca,
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paccuutannas it C,gH3 NsO4S, 533, 6; m/z mo pesynbratam anammsa: 534,2 [M+H]". 'H aMP (400 MI'n,
CD;0D): 6 8,33-8,22 (m, 1H), 7,21-7,16 (m, 1H), 6,98-6,95 (m, 1H), 6,93-6,89 (m, 1H), 6,46-6,36 (m, 1H),
6,28-6,22 (m, 1H), 6,02-5,96 (m, 1H), 5,68-5,63 (m, 1H), 4,69-4,62 (m, 1H), 4,46-4,38 (m, 1H), 4,18-4,12 (m,
1H), 2,10 (s, 3H), 1,82-1,72 (m, 4H), 1,71-1,60 (m, 2H), 1,58-1,48 (m, 2H), 1,34 (d, J=6,0 T';, 6H).

IIpumep 175. N-((1R,3R)-3-AxpunaMugonuKiIoneHT)-5-(*S)-(2-metun-4-henoxcudenun)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

(o)
o)
©/ \QEL N
R (N
N NH LR w(\
N
fj/%« J !
/ S o
N

VYkazaHHOE B Ha3BaHUH COCIMHEHHE MTOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-MeTni-4-peHokcudenn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIIOTHI (MPOMEKYTOYHOE coenuHeHue 1, BKiodas ctaamio F2 ¢ momydenumeM *S-arpomomsomepa) U Tpet-
6ytin-N-[(1R,3R)-3-amuHouuknonentun|kapbamara. MC (MDP): macca, paccumrannas misi CsoH,sNsO'S,
553,6; m/z To pe3ynbTaTaM aHamm3a: 554,4 [M+H]". 'H aMP (400 MI'u, CD;0OD): 6 8,31 (d, J=5, 6 I', 1H),
7,43-7,35 (m, 2H), 7,33-7,24 (m, 1H), 7,18-7,12 (m, 1H), 7,12-7,01 (m, 3H), 6,99-6,90 (m, 1H), 6,26-6,18 (m,
2H), 6,06 (d, J=5,6 T'u, 1H), 5,68-5,55 (m, 1H), 4,57-4,45 (m, 1H), 4,44-4,30 (m, 1H), 2,28-2,14 (m, 2H), 2,11
(s, 3H), 2,04-1,86 (m, 2H), 1,73-1,45 (m, 2H).

Mpumep 176. N-((1S,3R)-3-Axpunamugonukiorekcun)-5-(*S)-(2-merun-4-penoxcudenun)-4-okco-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Yka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM COco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-merun-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (IIPOMEXKYTOYHOE COCMUHEHUE 1, BKirouas cragmio F2 ¢ monmydeHmeM *S-aTpomousomMepa) M TpeT-
oyrun N-[(1R,3S)-3-amunonmknorekcun|kapdoamata. MC (MDP): macca, paccumranHas mis Cz;iHyoNsO,4S,
567,7; m/z o pe3ynbraTtam aHamuza: 568,2 [M+H]+. 'H amP (400 MI'u, CD;0D:DMSO-ds=2:1): & 8,43-8,35
(m, 1H), 7,54-7,45 (m, 2H), 7,42-7,36 (m, 1H), 7,30-7,22 (m, 1H), 7,21-7,11 (m, 3H), 7,08-7,01 (m, 1H), 6,31-
6,21 (m, 2H), 6,13-6,07 (m, 1H), 5,73-5,62 (m, 1H), 4,08-3,97 (m, 1H), 3,89-3,79 (m, 1H), 2,20-2,16 (m, 4H),
1,98-1,89 (m, 3H), 1,52-1,36 (m, 4H).

[Tpumep 177. N-((1R,2R)-2-AxkpuinaMHIOTHKIONEHTIII)-4-0KC0-5-(6-heHOKCUTTUpUIAH-3 -1i1)-4, 5-
murunapo-3H-1-tna-3,5,8-Tpraszaanenad TuiaeH-2-KkapOOKCaMuUI.

SAYSUN

NN

N

VYkazaHHOE B HA3BaHUH COCAMHEHHUE TIOJIyYall CIOCO00M, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, ¢ mpumeHe-
HUEM OKCO-5-(6-peHokcunupuann-3-mn)-4,5-quruapo-3H-1-tua-3,5,8-tpuazaaneHad TuieH-2-kapOOHOBOW  KH-
CJOTHI (IpoMekyTodHOe coenuuenue 28) u TpeT-0ytun-N-[(1R,2R)-2-amuHonmkIoneHTwi |[kapdamMarta U CHATH-
eM BOC-3ammuthl ¢ ucrionb3oBanrieM TFA nHa cragmm A. MC (MDP): macca, paccuntannas mist CpgHpNgO4S,
540,6; m/z o pe3ymbTatam aHammsa: 541,0 [M+H] . 'H AMP (500 MTI'1;, CDCl3): 6 9,58 (s, 1H), 8,33 (d, J=5,6
T'u, 1H), 8,18 (s, 1H), 7,73 (t, J=11,1 T'u, 1H), 7,44 (t, J=7,7 I'u, 2H), 7,29-7,17 (m, 3H), 7,10 (d, J=8,7 I'u, 1H),
7,05 (d, J=6,2 T'm, 1H), 6,29 (d, J=16,9 I'y, 2H), 6,18-6,03 (m, 2H), 5,62 (d, J=10,4 T, 1H), 4,15 (dq, J=40,1,
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7,9 I', 2H), 2,28 (ddd, J=27,6, 12,4, 5,9 I'y, 2H), 1,81 (dd, J=14,7, 7,6 'y, 2H), 1,67-1,45 (m, 2H).
IMpumep 178. N-((1R,2S)-2-AxpuiaaMuI0IMKIONEHTNI)-4-0KCc0-5-(6-PpeHOKcHIMpuarH-3-11)-4,5-1uru-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTYYall CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM OKCO-5-(6-peHokcunupuann-3-mn)-4,5-quruapo-3H-1-tua-3,5,8-tpuazaaneHad TuiieH-2-kapOOHOBOW  KH-
CJOTHI (TIpoMexyTouHOe coeannenne 28) u Tper-0yTmi-((1S,2R)-2-aMuHOIIMKIIOIEHTHIT)KapOaMaTa U CHATHEM
BOC-3amutsl ¢ ucnonb3oBanuem TFA Ha craguun A. MC (UDP): macca, paccuutannas ansi CogH,4NeO,4S,
540,6; m/z o pe3ynbraTtam anaimza: 541,0 [M+H]+. 'H aMP (500 MTI'i, CDCly): 6 8,27 (d, J=5,5 T, 1H), 8,17
(s, 1H), 7,76-7,67 (m, 1H), 7,47-7,39 (m, 2H), 7,28-7,15 (m, 3H), 7,08 (d, J=8,7 I'u, 1H), 7,00 (s, 1H), 6,84 (d,
J=18,9 ', 1H), 6,29 (d, J=16,9 I'u, 1H), 6,20-6,06 (m, 2H), 6,00 (s, 1H), 5,59 (d, J=9,8 T'u, 1H), 4,36 (q, J=7,1,
6,3 T', 2H), 2,19 (dt, J=11,9, 6,6 T'y, 1H), 2,13-2,02 (m, 1H), 1,89-1,61 (m, 4H).

ITpumep 179. N-((1R,25)-2- AxpunaMHIOIMKIONEHTH )-4-0KCc0-5-(5-heHoKkcunupuanH-2-ui)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

SAYSN

VYka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM cOoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  4-0kco-5-(5-peHokcunupuans-2-un)-4,5-muruapo-3H-1-tna-3,5,8-rpnasaanenadtuiaeH-2-kapOoHOBOH
KHACJIOTHl (MPOMEKYTOUHOE coeamHeHne 26) u Tper-OyTmi-((1S,2R)-2-amuHonmkmonenTmn)kapoamata. MC
(U3P): macca, paccuntannas it CysHyuNeO4S, 540,6; m/z mo pe3ynpratam aHanuza: 541,0 [M+H]". 'H SIMP
(400 MTI'r, CDCl;): 6 9,27 (s, 1H), 8,38 (dd, J=16,8, 4,2 I'y, 2H), 7,56-7,31 (m, 4H), 7,24 (d, J=7,6 I'u, 1H), 7,14
(d, J=7,9 I'y, 2H), 6,66 (d, J=5, 6 'y, 1H), 6,37 (d, J=16,8 'y, 1H), 6,27-6,06 (m, 3H), 5,69 (d, J=10,3 I'y, 1H),
4,44-424 (m, 2H), 2,43-2,03 (m, 2H), 1,96-1,67 (m, 4H).

Ipumep 180. N-((1S,3R)-3-AneramMmunonukiorekcmn)-5-(*S)-(2-metun-4-henoxcudpenun)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

SAYSY |

Yka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM CIOoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-mernn-4-denokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTodHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyyeHu-
eM *S-atpononsomepa) u TpeT-0yTin-N-[(1R,3S)-3-amuHOIIMKITIOIEHTII [KapOaMaTa Ha CTaAUU A W aHTUAPUIA
yKCcycHOM kucnoTsl Ha ctanuu B. MC (M9P): macca, paccuntannas mis C3gHyoNsO4S, 555,6; m/z mo pe3ynbTa-
Tam aHanmmsa: 556,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,34-8,29 (m, 1H), 7,43-7,35 (m, 2H), 7,31-7,25
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(m, 1H), 7,20-7,13 (m, 1H), 7,11-7,03 (m, 3H), 7,01-6,93 (m, 1H), 6,09-6,03 (m, 1H), 4,02-3,89 (m, 1H), 3,81-
3,71 (m, 1H), 2,17-2,08 (m, 4H), 1,97-1,83 (m, 6H), 1,47-1,15 (m, 4H).

IIpumep 181. N-((1R,3R)-3-AMuHonMKIOTeKCIIT)-5-(2-MeTHI-4-heHokcndennn )-4-okco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCAMHU/I.

o]
o]
s I
N NH
o NH;
XN\ RS
| R
i

VYkazaHHOE B Ha3BaHUU COCTUHECHHE MTOTydalid CIOcoOOM, aHAIOTUYHEIM IpuMepy 1, ctamus A, ¢ mpuMe-
HeHueM  5-(2-metuin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KHCIOTH (IpoMexyTounoe coenunenue 1, Bkmodas CIIOCOB 1 XNPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
geHueM *S-atporom3omepa) u TpeT-0ytrn N-[(1R,3R)-3-ammHomuknorexcmn|kapbamara. MC (MDP): macca,
paccuutanHnas it CygHp7NsO5S, 513,6; m/z o pesynbraTam aHamusa: 514,2 [M+H]".

Mpumep 182. N-((1R,3R)-3-Axpunamunonukiorekcun)-S-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5, 8-tpuasaarneHadTiieH-2-KapOOKCaMII.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-merun-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTodHoe coeaunnenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
em *S-arponomsomepa) u Tper-0yTun N-[(1R,3R)-3-amunonnkiorexcuin|kapbamara. MC (M3P): macca, pac-
cuntanHas s C3; HpNsO4S, 567,7; m/z mo pesynbratam anammza: 5685 [M+H]". 'H sIMP (400 MT,
CD;0D): & 8,33 (d, J=5, 6 I't, 1H), 7,43-7,37 (m, 2H), 7,31-7,27 (m, 1H), 7,20-7,15 (m, 1H), 7,11-7,03 (m, 3H),
7,01-6,95 (m, 1H), 6,41-6,31 (m, 1H), 6,27-6,19 (m, 1H), 6,08 (d, J=5,7 I'u, 1H), 5,68-5,62 (m, 1H), 4,25-4,15
(m, 2H), 2,12 (s, 3H), 1,95-1,78 (m, 3H), 1,74-1,54 (m, SH).

IMpumep 183. N-((1R,25)-2-AxpHUIaMUAOITUKIOTEKCHN )-5-(6-IIUKIO0 Y TOKCH-4-METHITTUPHIAH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.

O

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyJaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIPUMEHEHHUEM 5-(6-1MKII00y TOKCH-4-ME THIITUPUANH-3 -1 )-4-0KkCc0-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaare-
HaTuieH-2-KapOOHOBOH ~ KUCIOTHI  (TpomexyTouHoe  coeamHenue 24) wu  N-[(1S,2R)-2-amuHo-
[UKJIOTEKCUII [IPOTI-2-eHaMHu T (IPOMEXKYTOUHOE coeinHeHue 40), IpUUEM CTaTUI0 YIAICHHUS 3aIATHON TPYIIIBI
¢ nomompto MeOH/HCI ne mpumensuiu. MC (MBP): macca, paccunranHas 1t CogH3oNgO4S, 546,6; m/z mo
pesymbTatam aHammsa: 547,2 [M+H]'. 'H SIMP (500 MI', CD;OD): 6 8,32 (d, J=5,5 ', 1H), 8,05 (d, J=3,8 I'y,
1H), 6,84 (s, 1H), 6,42 (dd, J=17,0, 10,3 T'i, 1H), 6,32-6,22 (m, 1H), 6,10 (d, J=5,4 T'n, 1H), 5,71-5,64 (m, 1H),
5,25-5,14 (m, 1H), 4,44 (s, 1H), 4,17 (s, 1H), 2,52-2,43 (m, 2H), 2,22-2,10 (m, 5H), 1,89-1,63 (m, 8H), 1,60-
1,46 (m, 2H).

[Tpumep 184.  N-((1R,3R)-3-AxpunaMua0IUKIONCHTHN)-5-(2-MeTrin-4-penokcndennn)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TOJIyYall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertnn-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KUCIIOTHI (poMexxyTouHoe coeanHenue 1) u Tper-0ytmn-N- [(1R, 3R)-3-amunonunknonentn| kapbamara. MC
(13P): macca, paccunrtannas 1t C3oHy7NsO4S, 553, 6; m/z 1o pesynbTaTam aHanusa: 554,2 [M+H]".

IMpumep 185. N-((1R,2R)-2-AkpHiaaMUI0IMKIONEHTII)-4-0KCc0-5-(5-peHokcunupuaun-2-ui)-4,5-quru-
po-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapOoKcaMuI.

SASYN

o
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R
HN>]J/
o

VYkazaHHOE B Ha3BaHUH COEIMHEHHE MTOTYyYalll CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  4-0kco-5-(5-heHokcunupuaui-2-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIIOTHI (MMpoMexxyTodHoe coenuHenue 26) u tpeT-0ytun-N-[(1R,2R)-2-amunomuxmonenTmn] kapdbamara. MC
(U3P): macca, paccunrannas 1 CogH,4NgO,4S, 540, 6; m/z o pe3ynbTatam aHanmza: 541,0 [M+H]+. 'H aMmP
(500 MI', CDCly): & 9,45 (s, 1H), 8,45-8,30 (m, 2H), 7,50-7,36 (m, 4H), 7,26-7,21 (m, 1H), 7,17-7,09 (m, 2H),
6,80 (d, J=5, 8 T'm, 1H), 6,42 (d, J=6,4 I'u, 1H), 6,36-6,07 (m, 3H), 5,67 (dd, J=10,3, 1,4 I'y, 1H), 4,25-4,03 (m,
2H), 2,40-2,26 (m, 2H), 1,92-1,79 (m, 2H), 1,65-1,58 (m, 1H), 1,58-1,48 (m, 1 H).

IMpumep 186. N-((1S,3R)-3-AxprnamunonuriioneHTun)-5-(*R)-(4-u3onponokcu-2-metnindeHu)-4-okco-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrieH-2-kapOOKCaMuUI.

T
oo

VYkazaHHOE B Ha3BaHUH COEIMHEHHE MTOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 5-(4-m3ompornokcu-2-MeTuidermn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOW KHCIOTHI (mpoMexxyTouHoe coeauHenue 31, Bkmouass CIIOCOB 1 XUPAJIbHOI'O PA3JIEJIEHUA ¢ no-
aydeHueM *R-arpomnomnzomepa) u tper-0yTiin-N-[(1R,3S)-3-amunonuknonentu kapdamara. MC (UOP): macca,
paccuutannas i Cyo7HooNsO4S, 519,6; m/z mo pesympratam anammsa: 520,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): 6 8,35-8,23 (m, 1H), 7,25-7,13 (m, 1H), 6,99-6,95 (m, 1H), 6,94-6,89 (m, 1H), 6,27-6,19 (m, 2H),
6,06-5,98 (m, 1H), 5,68-5,61 (m, 1H), 4,70-4,63 (m, 1H), 4,41-4,30 (m, 1H), 4,25-4,15 (m, 1H), 2,52-2,43 (m,
1H), 2,11 (s, 3H), 2,08-1,98 (m, 2H), 1,83-1,73 (m, 2H), 1,65-1,58 (m, 1H), 1,34 (d, J=6 0 I'y, 6H).

Mpumep 187. N-((1R,25)-2-AKpHIaMHUIOIHUKIOTSKCHIT )-5-(6-ITUKIO0YTOKCU-2-METUIITUPUANH- 3 -1IT)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaAMHUI.
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Cramus A. 5-(6-1{ukno0yTokcH-2-MeTHIITHPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaare-
HaTHICH-2-KapOOHOBas KUCJIOTAa. YKa3aHHOC B HAa3BAHUW COCIMHEHHUC TOJYyYaad CIIOCOOOM, aHAJOTHYHBIM
CIoco0y MOJTy4eHUs] IPOMEXYTOYHOTO COCUHEHHUS 24, C IPUMEHEHHEM 6-(TOp-2-MeTHII-3-HUTPOIIMPHINHA Ha
craguu A.

Cragus B. N-((1R,2S)-2- AkpHIaMAIOIUKIOT€KCII)-5-( 6-IIUKI00Y TOKCH-2 -ME THITHPUIUH-3 -1 ) -4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad tuneH-2-kapookcaMu. YKa3zaHHOE B Ha3BaHWU COEIAMHEHHUE IOJY-
qajmd CcrocoOoM, aHaJIOTHYHBIM CIoco0y mpumepa 1, cragus A, ¢ mnpuMeHeHHeM S-(6-MKI00yTOKCH-2-
METWIHPUANH-3 -1 )-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpunazaaneHad TiiieH-2-kapOOHOBOW  KUCIOTBI M N-
[(1S,2R)-2-aMUHOIIMKIIOTEKCHII |IPOT-2-eHaMHT (TPOMEXYTOUHOEe coenrHeHue 40), mpudeM CTaJHI0 yIaTCHUS
s3amuTHOW Tpynmbl ¢ momombio MeOH/HCl we mnpumensmun. MC (MOP): macca, paccuyuTaHHas Jis
CysH30N¢O,S, 546,6; m/z o pesynsraTam anammsa: 547,2 [M+H]'. 'H ssmMP (500 MI'y, CD;0D): & 8,32 (d,
J=5,3 I'u, 1H), 7,61 (dd, J=8,6, 2,3 I'n, 1H), 6,76 (d, J=8,6 I'u, 1H), 6,42 (dd, J=17,0, 10,3 ', 1H), 6,27 (d,
J=17,0 I'y, 1H), 6,08 (d, J=5,4 I'u, 1H), 5,67 (dd, J=10,2, 1,7 I'u, 1H), 5,26-5,16 (m, 1H), 4,44 (s, 1H), 4,22-4,12
(m, 1H), 2,55-2,45 (m, 2H), 2,25 (s, 3H), 2,21-2,11 (m, 2H), 1,90-1,62 (m, 8H), 1,60-1,45 (m, 2H).

pumep  188.  N-((1RS,3RS)-3-AkpuiaaMu10nuKIONEHTHI)-4-0KCO-5-(6-peHOKCHIUPUANH-3-11)-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

SReY
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VYka3aHHOe B Ha3BaHUHM COCTUHEHHE MOyl CIIOCOOOM, aHAIOTHYHBIM crioco0y mpumepa 104, cragus B
¢ mpumeHernreMm N-((1RS,3RS)-3-amuHOonmKIONEHTHN )-4-0KCO-5-(6-heHOKCUTTHUpUINH-3-111)-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenadunen-2-kapboxcamuaa (npumep 289) u akpunowtxnopuna. MC (M9P): macca, pac-
cuntanHas 1 CsHyyNeO4S, 54 0,6; m/z o pesynbratam aHamusa: 541,1 [M+H]". 'H sIMP (500 MTI'ti, CDCl3):
69,54 (s, IH), 8,32 (s, 1H), 8,20 (d, J=12,1 I'u, 1H), 7,78-7,68 (m, 1H), 7,57-7,49 (m, 1H), 7,49-7,40 (m, 2H),
7,30-7,17 (m, 3H), 7,11 (d, J=8,7 I'u, 1H), 6,84-6,77 (m, 1H), 6,42-6,34 (m, 1H), 6,16-6,05 (m, 2H), 5,69-5,62
(m, 1H), 4,38 (dh, J=7,6, 4,1 I'u, 1H), 4,11 (tt, J=13,9, 11,3, 5,3 ', 1H), 3,52-3,44 (m, 1H), 2,46 (dt, J=14,3, 8,7
I'y, 1H), 2,07-1,80 (m, 4H).

IMpumep 189. N-((1R,2S)-2-AxkpraaMuI0IUKIONEHTH)-4-0KCO-5-(4-heHMIMUPUIUH-2-11)-4, 5 - TUruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.
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VKka3aHHOe B Ha3BaHUH COCANMHCHUC NTOJTyHaJIn CHOC060M, aHaJIOTHYHBIM CHOCO6y npumepa l, C IMpUMCHC-
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HUeM 4-0Kkco-5-(4-penmmmupunun-2-un)-4,5-muruapo-3H-1-tna-3,5,8-tpuasaanenadTuiaeH-2-kapOOHOBOH  Ku-
cyoThl (TpoMexyTouHoe coequHeHne 21) m Tper-Oytmn-N-[(1S,2R)-2-amuHonukionenrmialkapdbamara. MC
(MQP): macca, paccuntannas i CogH,uN=0,S, 524,6; m/z no pe3ynsTataM anamma: 525,1 [M+H]". 'H aMP
(400 MI'n, CD;0D): & 8,73-8,67 (m, 1H), 8,34-8,29 (m, 1H), 7,93-7,87 (m, 2H), 7,84-7,80 (m, 2H), 7,54-7,48
(m, 3H), 6,31-6,14 (m, 3H), 5,64-5,59 (m, 1H), 4,58-4,54 (m, 1H), 4,45-4,41 (m, 1H), 2,21-1,98 (m, 2H), 1,97-
1,56 (m, 4H).

IMpumep 190. N-((1S,3R)-3-Axpunamugonukiorekcui)-5-(*R)-(4-u3onpomnokcu-2-MeTuapeHm)-4-0Kco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaAMHUT.

T
TN R o

VYkazaHHOE B Ha3BaHUH COCIMHECHHE MOTyYalli CIIOCOO0M, aHAJIOTHYHBIM cIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  S5-(4-uzonpomnokcu-2-meTuindennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad trieH-2-kapoo-
HOBOW KHCJOTHI (mpoMexyrounoe coeamnenne 31, Bxmodas CIIOCOB 1 XMPAJIBHOT'O PA3AEJIEHUSA c
nosydeHrueM *S-arpomouzomepa) u TpeT-0yTHa-N-[(1R,3S)-3-amunonmknorekcnn Jkapbamara. MC (MOP): mac-
ca, paccuntanHas aius CogH3NsO4S, 533,6; m/z mo pesynpratam aHanmsa: 534,7 [M+H]". 'H sIMP (400 MI'w,
CD;0D): 6 8,28 (d, J=5,5 I'y, 1H), 7,30-7,14 (m, 1H), 7,05-6,80 (m, 2H), 6,34-6,14 (m, 2H), 6,00 (d, J=5,5 I'm,
1H), 5,71-5,54 (m, 1H), 4,71-4,57 (m, 1H), 4,08-3,75 (m, 2H), 2,21-2,14 (m, 1H), 2,10 (s, 3H), 2,00-1,82 (m,
3H), 1,55-1,37 (m, 2H), 1,36-1,31 (m, 6H), 1,30-1,11 (m, 2H).

ITpumep 191. N-((1S,3R)-3-AxpunamMuonuKIONeHTII)-5-(3-x510p-4-(heHokcup e )-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

g fl@tw
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYal CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM 5-(3-xnop-4-penoxcupennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rprazaanenad ruieH-2-kapOoHOBOH
kucnotsl (mpumep 137, mpoaykt cragun A) u tper-OyTHi-N-[(1R,3S)-3-amunonuknonenrmn|kap6amara. MC
(U3P): macca, paccuntanHas it CyHyyNsO4S, 574,1; m/z mo pe3ynbpratam aHanuza: 574,1 [M+H]". 'H SIMP
(400 MI'm, CD50OD): & 8,33-8,29 (m, 1H), 7,70-7,64 (m, 1H), 7,43-7,33 (m, 3H), 7,20-7,12 (m, 2H), 7,09-7,02
(m, 2H), 6,26-6,18 (m, 3H), 5,67-5,60 (m, 1H), 4,38-4,28 (m, 1H), 4,23-4,14 (m, 1H), 2,51-2,42 (m, 1H), 2,09-
1,96 (m, 2H), 1,84-1,70 (m, 2H), 1,64-1,55 (m, 1H).

IIpumep 192. N-((1R,2S)-2-AkpunaMuIOIUKIONEHTHI)-4-0KC0-5-(5-peHmmmupunnua-3-mn)-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TIOJIyYall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEeM 4-0Kkco-5-(5-penmmmupunun-3-un)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadTuiaeH-2-kapOOHOBOH  Ku-
cyoTel (poMexyTouHoe coeamHenue 22) u tper-0yTmin-N-[(1S,2R)-2-amuHonukmonenTu Jkapbamara. MC
(U3P): macca, paccuntanHas it CysHyyNeO3S, 524,6; m/z mo pe3ynbpratam aHanm3za: 525,1 [M+H]". 'H SIMP
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(400 MI', CD;0OD): 8 9,00-8,96 (m, 1H), 8,65-8,61 (m, 1H), 8,35-8,29 (m, 1H), 8,27-8,23 (m, 1H), 7,78-7,71
(m, 2H), 7,56-7,42 (m, 3H), 6,33-6,14 (m, 3H), 5,65-5,58 (m, 1H), 4,49-4,37 (m, 2H), 2,16-2,00 (m, 2H), 1,98-
1,87 (m, 1H), 1,78-1,63 (m, 3H).

pumep 193. 5-([1,1'-budennnl -3-mr)-N-((1R,2S)-2-akprunamunonukioneHTin )-4-okco-4, 5 -nurunpo-3H-

1-tna-3,5,8-rpunazaaneHad TuiIeH-2-KapOOKCAMHU/I.
o]
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VYka3aHHOE B Ha3BaHUH COCJMHEHHE TOIyYall ciocoOOM, aHAJIOTHYHBIM ITpuMepy 1, ¢ npumenenneM S5-([
1,1'-6ndennn]-3-mn)-4-oxco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TineH-2-kapOOHOBOH KUCIOTHI  (TIpO-
MexyTouHoe coenuHenue 19) u tper-0yTmin-N-[(1S,2R)-2-amunomuknonenTwi|kapoamara. MC (M3OP): macca,
paccunranHas s C,oHysNsOsS, 523,6; m/z mo pesynsTatam aHanmsa: 524,2 [M+H]" 'H aMP (400 MTI,
CD;0OD): 6 8,28-8,15 (m, 1H), 7,80-7,76 (m, 1H), 7,69-7,63 (m, 4H), 7,46-7,41 (m, 2H), 7,38-7,32 (m, 2H),
6,33-6, 06 (m, 3H), 5,64-5,56 (m, 1H), 4,47-7,38 (m, 2H), 2,14-2,02 (m, 2H), 1,94-1,85 (m, 1H), 1,83-1,72 (m,
2H), 1,69-1,61 (m, 1H).

[Tpumep 194. N-((1R,25)-2- AxpuiaMuIOIUKIOTCHTHI )-4-0KkCc0-5-(3-(mupuanH-2 - ) penmn)-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

\
'

/

Cramus A.  4-Okco-5-(3-(mupunun-2-wn)hennn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad runeH-2-
KapOOKcaMHuTHAsT KUCTIOTA.

VYxazaHHOe B Ha3BaHUH COCAWHEHHE IMOJyYalld CIIOCOOOM, aHAJOTHYHBIM CHOCO0Y MPOMEXYTOYHOTO CO-
equaenns 1, craguu C-G, ¢ mpuMeHeHneM 3-(2-TMpuIuI)aHIINHA BMECTO 2-MeTHI-4-(peHOKCHaHMIMHA Ha CTa-
muu C.

Cramus B. N-((1R,2S)-2-AxkpuiaaMuionnkiIoneHTn)-4-okco-5-(3-(mupuann-2-un)denmn)-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco00M,
aHAJIOTUYHBIM crioco0y mpuMepa 1, ¢ mpuMeneHneM 4-okco-5-(3-mupuaun-2-wi)pennn-4,5-muruapo-3H-1-Tua-
3,5,8-TpuazaaneHadTrieH-2-KapOOHOBOK KUCIOTHI U TpeT-0yTHia-N-[(1S,2R)-2-aMUHOIIMKIIONCHTII |[KapbamaTa
Ha ctamuu A. MC (UDP): macca, paccunrannas st CygHpyNgOsS, 524,6; m/z mo pesynbraTtam aHamusza: 525,5
[M+H]". '"H SIMP (400 MI'u, CD;0OD): & 8,69-8,52 (m, 1H), 8,23 (d, J=5,5 I'u, 1H), 8,17-8,10 (m, 1H), 8,08-
8,02 (m, 1H), 7,97-7,85 (m, 2H), 7,77-7,66 (m, 1H), 7,55-7,44 (m, 1H), 7,41- 7,30 (m, 1H), 6,44-6,09 (m, 3H),
5,70-5,48 (m, 1H), 4,50-4,32 (m, 2H), 2,16-1,99 (m, 2H), 1,94-1,85 (m, 1H), 1,81-1,55 (m, 3H).

Ipumep 195. N-((1R,3R)-3-Aneramumonmkiorekcn)-5-(*S)-(2-metun-4-henoxcudenmnn)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.
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VYka3aHHOE B HA3BAHUH COCAMHEHHUE TIOJIyYall CIOCO00M, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, ¢ mpumeHe-
HUEM  5-(2-MeTni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
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KHCJOTHI (TpoMexyTouHoe coeaunenue 1, Bktouas CIIOCOB 1 XUPAJIBHOI'O PA3IEJIEHUS ¢ momyuyeHu-
em *S-arponousomepa) u TpeT-0yTmi-N-[(1R,3R)-3-amunHonMKI0TeKCHIT|[KapOamarta Ha CTaguu A U YKCYCHOTO
aarunpuna Ha cranuu B. MC (MOP): macca, paccuntannast 1 C3;oHpoNsO4S, 555,6; m/z o pesynpraram aHa-
mma: 556,2 [M+H]".

IMpumep 196. N-((1R,3S)-3-AxkpuiaaMuIOIMKIONEHTI)-5-(*S)-(2-MeTrn-4-henoxcudenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-KkapOOKCaMuUI.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTyYall CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-metni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIOTHI (IpoMexkyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIbBHOT'O PA3IEJIEHUS ¢ momy4enn-
eM *S-atpomomsomepa) u TpeT-0yTrin N-[(1S,2R)-2-amunornuknonentwi|kapbamara. MC (MOP): macca, pac-
cuntanHas st C3oH,7NsO4S, 553,6; m/z mo pesynmbTaram aHamuza: 554,5 [M+H]+. 'H ampP (400 MT,
CD;0D): & 8,30 (d, J=5, 1 T'u, 1H), 7,51-7,36 (m, 2H), 7,33-7,25 (m, 1H), 7,22-7,14 (m, 1H), 7,13-7,03 (m, 3H),
7,00-6,94 (m, 1H), 6,31-6,19 (m, 2H), 6,04 (d, J=4,9 I', 1H), 5,73-5,59 (m, 1H), 4,48-4,33 (m, 1H), 4,29-4,12
(m, 1H), 2,57-2,42 (m, 1H), 2,12(s, 3H), 2,09-1,96 (m, 2H), 1,88-1,70 (m, 2H), 1,68-1,54 (m, 1H).

IMpumep 197. N-((1R,2R)-2-AxpunaMuIoIuKIONEHTH )-4-0KCO-5-(2-peHmmupuua-4-mi)-4,5-turuapo-

3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoKcaMuI.
Q

N 0
N
H R
Seats
N/ s °

VYkazaHHOE B Ha3BaHUH COCIMHECHHE MTOTyYalli CTIOCO00M, aHAJIOTHYHBIM CIIOoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0Kc0-5-(2-permmmupunua-4-nn)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cioTel (mpomexkyTouHoe coemuHeHue 20) m Tper-OyTmi-N-[(1R,2R)-2-amuHOnmkmonenTui|kapbamara. MC
(MIDP): Macca, paccuntanHas mis CosHouNeO5S, 524,6; m/z mo pesynsTataM aHanmmsa: 5254 [M+H]". 'H aMP
(400 MI'r, CD;OD): & 8,85 (d, J=5,3 I'u, 1H), 8,32 (d, J=5,6 I'u, 1H), §8,08-8,00 (m, 3H), 7,54-7,41 (m, 4H),
6,30 (d, J=5,6 I'u, 1H), 6,24-6,18 (m, 2H), 5,68-5,58 (m, 1H), 4,35-4,17 (m, 2H), 2,26-2,08 (m, 2H), 1,91-1,75
(m, 2H), 1,73-1,47 (m, 2H).

IMpumep 198. N-((1S,3R)-3-AkpriaMuI0IUKIONEHTH)-4-0KC0-5-(2-peHmmupuua-4-ui)-4,5-turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcCaMuI.

N | o
s A
N NH y s o
N R
CoL A
H
N/ s ° |
VYkazaHHOE B Ha3BaHUH COCIMHECHHE MTOTyYalld CTIOCOOOM, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0Kc0-5-(2-permmmupunua-4-nn)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cioTel (pomexkytounoe coeaunenne 20) m Tper-OyTmi-N-[(1R,3S)-3-amuHomnmkmonenTw |kapoamara. MC
(U3P): macca, paccuntanHas it CysHyuNeO3S, 524,6; m/z mo pe3ynpratam aHanmusa: 525,2 [M+H]". 'H SIMP
(400 MI', CD;0OD): 6 8,88-8,82 (m, 1H), 8,33-8,27 (m, 1H), 8,05-7,99 (m, 3H), 7,50-7,42 (m, 4H), 6,30-6,26
(m, 1H), 6,26-6,21 (m, 2H), 5,66-5,60 (m, 1H), 4,39-4,30 (m, 1H), 4,23-4,14 (m, 1H), 2,51-2,42 (m, 1H), 2,08-
2,96 (m, 2H), 1,84-1,71 (m, 2H), 1,65-1,57 (m, 1H).

Mpumep 199. N-((1R,25)-2-AxpriaMuAOIMKIONCHTHI )-5-(2-MeTHII-4-(MTUPUIUH-3 -HIIOKCH ) heHHIT )-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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Cramus A. 3-(3-Metun-4-HUTpOPEHOKCH)TUPHUINH. YKa3aHHOE B HA3BAaHUHM COCTUHEHHE TIOTyJalH C TIPH-
MCHCHHEM YCJIOBHUH, aHAOTUYHBIX YCIOBUSAM MPOMEKYTOYHOTO COCTUHEHHUS 1, ctamus A, ¢ mpuMeHEHHEM 4-
(dbrop-2-metun-1-aurpodbensona u mupuaus-3-ona. MC (MDP): macca, paccunrannas s CipH;oN,O;, 230,07;
m/z mo pesysbTataM ananuza: 231,1 [M+H]".

Cramus B,  5-(2-Merun-4-(nmupuaun-3-mwioken)pennn)-4-okco-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
arieHa() THIICH-2-KapOOHOBast KUCIIOTa. YKa3aHHOC B HA3BAHWUU COCJIMHCHUC TIOTYYaH CIIOCOOOM, aHAJIOTHYHBIM
croco0y TNpOMEXYyTO4HOro coeguHeHuss 25, cragum B-C ¢ npumenHenumem  3-(3-merun-4-HUTpO-
(heHokcH)MpUANH. B anbTepHaTHBHOM CTIOCO0€ TPHUMEHSIOT MPOMEXKyTouHOe coenuHeHue 1, ctagms B. MC
(U3P): macca, paccuntannas mius C, H14N404S 418,07; m/z o pesynbratam ananusza 419,0 [M+H]+.

Cramus C. N-((1R,25)-2-AxprinraMuIOIUKIONEHTH )-5-(2-Me THI-4-(TTHPUAWH-3-HITOKCH ) PeHIIT )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWHM COCIWHEHHE TIONY-
qajmd CMocoOOM, aHAJOTHYHBIM Ccroco0y mnpuMmepa 1, ¢ mnpumeHeHmeM  5-(2-meTuin-4-(mupuanH-3-
nnokcn)hennn)-4-okco-4,5-aguruapo-3H-1-tua-3,5,8-rpuazaaneHap TuiieH-2-kapOOHOBOW ~ KHCIOTHI W N-
[(1S,2R)-2-aMHHOIMKIIONICHTHI JIPON-2-eHaM Ul (IIPOMEKYTOYHOE coeanHeHne 36) Ha craxuu A (6e3 ynaneHus
3amuTHOU rpymmel ¢ momoieio HCI/MeOH). MC (UBP): macca, paccunrannas it CyHpgNeO4S, 554,6; m/z
o pe3yibTaTaMm aHaimza: 555,3 [M+H]+. 'H IMP (400 MI', CD;OD): 6 8,55 (s, 1H), 8,50-8,41 (m, 1H), 8,33
(d, J=5,5 I'u, 1H), 7,91-7,84 (m, 1H), 7,77-7,66 (m, 1H), 7,47-7,38 (m, 1H), 7,29-7,20 (m, 1H), 7,19-7,12 (m,
1H), 34-6,1623 (m, 2H), 6,15-6,06 (m, 1H), 5,68-5,57 (m, 1H), 4,49-4,35 (m, 2H), 2,20-2,15 (m, 3H), 2,14-2,03
(m, 2H), 1,97-1,87 (m, 1H), 1,82-1,63 (m, 3H).

Mpumep 200. N-((1R,2R)-2-Axpunamugonukiaonentun)-5-(*S)-(4-metnn-6-penokcunupuana-3-mni)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/I.

Cramus  A. N-((1R,2R)-2-amunOoTukmoneHT)-5-(*S)-(4-MeTHII-6-HheHOKCUTTHPUIUH-3 -1i1)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYJaIHd
CIocoOOM, aHAJIOTHYHBIM CHIOCOOy mpumMepa 1, cramus A, ¢ MpUMeHEHHEeM 5-(4-MeTHII-6-(heHOKCUTTUPHTNH-3 -
nn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-KapOOHOBOW KHCIOTHI  (MMPOMEKYTOYHOE CO-
emunenue 27, Bxmouas CIIOCOB 1 XMPAJIBHOT'O PA3JEJIEHUS ¢ nmonydenuem *S-aTporonzomepa) u
tper-0yTHia ((1R,2R)-2-aMuHOIMKIONEHTHI)KapOaMaTa.

Cramus B. N-((1R,2R)-2-AxpunamugonukiaoneHTun)-5-(*S)-(4-metnin-6-GpeHoKcnMpuIuH-3-1i1)-4-0KCcOo-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcaMu. YKa3aHHOE B Ha3BaHWU COEIAMHEHHUE ITOJY-
Yajgu CHocoOOM, aHAJIOTHYHBIM crocoOy mpumepa 166, cramus C. MC (MOP): macca, paccunTaHHas aist
CyoHy6N6O4S, 554,6; m/z o pe3ynbTaTam ananmusa: 555,2 [M+H]+. 'H amP (400 MTI'i, CDCl;): 6 8,34 (d, J=5,4
I'u, 1H), 8,05 (s, 1H), 7,48-7,36 (m, 2H), 7,29-7,14 (m, 3H), 7,06 (d, J=5,6 T'u, 1H), 6,95 (s, 1H), 6,87 (d, J=5, 9
I'u, 1H), 6,29 (ddd, J=17,0, 3,1, 1,6 I'u, 1H), 6,11-5,97 (m, 2H), 5,61 (dd, J=10,2, 1,6 I'u, 1H), 4,26-4,07 (m,
3H), 2,39-2,18 (m, 5H), 2,04 (s, 1H), 1,81 (ddd, J=15,4, 10,7, 6,7 I'y, 2H), 1,50 (dq, J=12,6, 9,5 'y, 1 H).

IMpumep 201. N-((1R,2S)-2-AkpuaaMuIOIHKIONEHTII)-4-0Kkc0-5-(5-peHokcunmpasuu-2-um)-4,5-Turum-
po-3H-1-tra-3,5,8-tpuazaanenad tuineH-2-kapOoKcaMu,
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Cramus A.  4-Oxkco-5-(5-¢penoxcunupasun-2-un)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad TrireH-2-
KapOOKcaMHIHAs KUCIOTa. YKa3aHHOE B HA3BAHWM COCTUHEHHE MOJydald CHOCOOOM, aHAIIOTHYHBIM CIIOCO0Y
MOJIYYSHHSI TIPOMEKYTOYHOTO COeAMHEHUs! 13, ¢ mpuMeHeHneM S5-OpoMnupasnH-2-aMHHa B (eHOJIa HA CTaJuH
A.

Cragus B. N-((1R,2S)-2-AxpriiaMuI0OIMKIONECHTIII)-4-0Kc0-5-(5-QpeHokcunupasun-2-mi)-4,5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTMYHBIM crioco0y mpumepa 1, cramus A, ¢ npumeHeHHeM 4-0kco-5-(5-peHokcunupasun-2-mn)-4,5-
muruapo-3H-1-tna-3,5,8-tpuazaanenadtuien-2-kapoornoBoit  kuciaotel u - N-[(1S,2R)-2-aMUHOUIMKIIOTICH-
TUN|nporn-2-eHaMuaa (TpoMexXyTouHoe coenuHeHue 36) (0e3 ymaneHus 3alUTHOW TPYIIBI C ITOMOIIBIO
HC1/MeOH). MC (U3P): macca, paccuntanHas s Cy;Hp3N-04S, 541,6; m/z o pesynbratam aHamuza: 542,1
[M+H]". 'H SIMP (400 MI'n, .JIMCO-de): & 10,20 (s, 1H), 8,66-8,59 (m, 1H), 8,45-8,39 (m, 1H), 8,34 (d, J=5,5
I'n, 1H), 7,94-7,85 (m, 1H), 7,83-7,74 (m, 1H), 7,56-7,42 (m, 2H), 7,36-7,23 (m, 3H), 6,35 (d, J=5,5 I'n, 1H),
6,29-6,15 (m, 1H), 6,13-5,98 (m, 1H), 5,61-5,48 (m, 1H), 4,34-4,20 (m, 2H), 2,00-1,84 (m, 2H), 1,82-1,69 (m,
2H), 1,67-1,58 (m, 1H), 1,56-1,47 (m, 1H).

IMpumep 202. N-((1R,2S5)-2-AxpmiraMuIOIHUKIONCHTH)-4-0KCc0-5-(3-(upuauH-3-mn)denun)-4,5- muru-
po-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapOoKcaMuI.

Cramus A. 4-Oxco-5-(3-(mupuans-3-nn)penun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-xap-
OoKkcaMu/iHast KUCTIOTa. YKa3aHHOE B Ha3BaHUH COEIUHEHHE IOJydaad CIocoOOM, aHAaJOTUYHBIM MPOMEXYTOU-
HoMmy coemuHeHuto 1, cragum C-F, ¢ mpumenenneM 3-(3-MUpUIMI)aHWIMHA W 2-XJOp-4-HOMMAPUINH-3-
kapOoHuTpmia u ¢ ucnosbzoBanneM Cs2CO3 Bmecto K3;PO, Ha ctagmu C.

Cramus B. N-((1R,25)-2-AxpunaMugonuKIONCHTHN )-4-0Kkc0-5-(3 -(upuann-3-wmn)deHmn)-4, 5-muruapo-
3H-1-tna-3,,8-TpuazaaneHad THIICH-2-KapOOKcaMu . Y Ka3aHHOE B Ha3BaHUU COCIUHEHHE IMOTYJalld CIIOCOOOM,
AQHAJIOTMYHBIM Ul TIpuMepa 1, craaust A, ¢ mpuMeHeHHeM 4-okco-5-(3-(upuauH-3-wmi)dennn)-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenadtuneH-2-kapbonosass kucinora u  N-[(1S,2R)-2-aMuHOTMKIIONIEHTIIT |TIPOTI-2-
eHamu] (mpomexyrounoe coequaenue 36) (mo HCI/MeOH ynanenue 3amutroit rpynmel). MC (MDP): macca,
paccuutannas i CogHoyNgO5S, 524,6; m/z mo pesympTatam aHammsa: 525,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): 6 8,90-8,83 (m, 1H), 8,57-8,52 (m, 1H), 8,33-8,26 (m, 1H), 8,18-8,12 (m, 1H), 7,90-7,83 (m, 1H),
7,81-7,72 (m, 2H), 7,56-7,44 (m, 2H), 6,35-6,14(m, 3H), 5,66-5,56 (m, 1H), 4,47-4,34 (m, 2H), 2,20-2,00 (m,
2H), 1,96-1,84 (m, 1H), 1,82-1,60 (m, 3H).

IMpumep 203. N-((1R,2S)-2-AxpuiaaMuI0IMKIONEHTIN)-4-0KCc0-5-(6-QeHmmupuaasua-4-ui)-4,5-quru-
po-3H-1-tua-3, 5,8-rpnazaanenadTuiaeH-2-kapOooKkcaMu .

AN )%
| )J\ HN
AN N NH S

TN

N
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Cragus A. 6-OeHmnnupuaasuH-4-aMuH. YKa3aHHOE B HA3BaHUM COCIUHCHUE TOTYYAlU CIIOCOO0M, aHAIOo-
THYHBIM CIIOCOOY MOJTYYCHHUS MPOMEXKYTOUHOTO coeanHenue 20, craaus A, ¢ MPUMEHEHHEM 6-XJIOPIUPHIA3UH-
4-amuHa 1 (HeHWIOOPOHOBOM KHCIIOTHI, a Takxke ¢ ucnois3oBanueM Pd(dppf) Cl, BMecto Pd(PPhs),.

Cramus B. 4-Okco-5-(6-bennnmmupunazud-4-mn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad tTuieH-2-kap-
OokcamMuIHAs KUCIIOTA.

VYkazaHHOe B Ha3BaHUH COCAWHEHHE IMOJYYalld CIIOCOOOM, aHAJOTHYHBIM CHOCO0Y MPOMEXYTOYHOTO CO-
equaenns 1, cragum C-F, ¢ mnpumeHeHwem O-peHWIMUpHUIa3UH-4-aMHHA W 2-XJOp-4-HOMMAPHUINH-3-
kapOoHuTpmia Ha ctaguu C.

Cragus C. N-((1R,2S)-2-AxkpunamMuIonuKIONeHTHN )-4-0KCc0-5-(6-peHmmupunazun-4-muin)-4,5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTUYHBIM crioco0y npumMepa 1, ¢ mpumeHeHneMm 4-okco-5-(6-penmnnupunasun-4-nin)-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapOoHOBOH KHCIOTHI M TpeT-0yThi-N-[(1S,2R)-2-aMuHONMKIIONEHTHII |Kap-
Oamara Ha ctaguu A. MC (MU3P): macca, paccuntannas ais Cp;Hy3N5038S, 525,6; m/z mo pesynbraTaM aHanm3a:
526,5 [M+H]". 'H SIMP (400 MI'n, .JIMCO-dg): & 10,28 (s, 1H), 9,39 (s, 1H), 8,55 (s, 1H), 8,40-8,30 (m, 1H),
8,20-8,16 (m, 2H), 7,92-7,83 (m, 1H), 7,82-7,75 (m, 1H), 7,60-7,55 (m, 3H), 6,48-6,41 (m, 1H), 6,27-6,18 (m,
1H), 6,09-6,02 (m, 1H), 5,60-5,51 (m, 1H), 4,33-4,24 (m, 2H), 1,98-1,86 (m, 2H), 1,82-1,70 (m, 2H), 1,68-1,49
(m, 2H).

IIpumep 204. N-((1R,2S)-2- AxpmiaMuIOIHKIOTEKCHI)-5-(*S)-(6-IUKI00y TOKCH-2 -METHIITAPUIAH-3 -HIT)-
4-okco-4,5-murunapo-3H-1-1tna-3,5,8-Tpuazaanenad TuiaeH-2-kapOOKCaMUI.

O
U = o
SNGPN )k
N NH

TN

| .

XwupansHas SFC (menoasmxknas daza: Chiralpak AS-H 5 mxm 250%x20 MM, nonsikHas ¢asza: 70% CO,,
30% MeOH) N-((1R,2S)-2-akprnaMugounKIOTeKCHII)-5-( 6-UKI00Y TOKCH-2-ME THIITHUPHUIUH- 3 -1 )-4-0KCc0-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuien-2-kapookcamuna (nmpumep 187) obecreunBana moidydeHHe yKa-
3aHHOTO B Ha3BaHUU coenuHeHus. MC (MOP): macca, paccunrannas 1 C,sH30NgO4S, 546,7; m/z o pe3ynbTa-
tam aHanusa: 547,2 [M+H]". 'H SIMP (400 MI't, CD;0OD): & 8,30 (d, J=5, 1 I'u, 1H), 7,62 (d, J=8,6 ', 1H),
6,75 (d, J=8,6 I', 1H), 6,42 (dd, J=17,0, 10,2 I';, 1H), 6,26 (d, J=17,0 T'u, 1H), 6,05 (d, J=5,2 ', 1H), 5,66 (d,
J=10,2 T'u, 1H), 5,28-5,14 (m, 1H), 4,42 (s, 1H), 4,22-4,11 (m, 1H), 2,54-2,44 (m, 2H), 2,24 (s, 3H), 2,19-2,07
(m, 2H), 1,91-1,60 (m, 8H), 1,59-1,45 (m, 2H).

IMpumep 205. N-((1R,2S)-2-AxpuinaMuIOTHKIONEHTHI)-5-(4-n30nponokcudenn)-4-0kco-4,5-muruapo-
3H-1-tna-3,5,8-TprazaanenadruieH-2-kapOOKcCaMuI.

T
AN \ HIRO

N/ s o HN /

VYkazaHHOEe B Ha3BaHUH COCTMHEHUE TOIyJaId ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MpUMEeHEeHHEM 5-(4-u3omnponokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KHCIOTHI (MMpoMexyTouHoe coenuHerue 7) u N-[(1S,2R)-2-aMuHOITMKIOTIEHTIIT | TTPOTT-2-eHaMUT (TPOMEXKY-
TOYHOE COeAMHEHHe 36), MpUYeM CTaIuio yAaJIeHHs 3aiuTHOHW rpymnmsl ¢ nomombio HCl e npumensimn. MC
(U3P): macca, paccuntannas it CysHy7NsO4S, 505,6; m/z mo pesynpratam aHamusa: 506,2 [M+H]". 'H SIMP
(400 MI'u, CD;0D): & 8,27 (d, J=5, 6 T'n, 1H), 7,36-7,23 (m, 2H), 7,17-7,03 (m, 2H), 6,35-6,15 (m, 2H), 6,12
(d, J=5, 6 I'y, 1H), 5,66-5,57 (m, 1H), 4,74-4,62 (m, 1H), 4,50-4,32 (m, 2H), 2,18-2,01 (m, 2H), 1,96-1,85 (m,
1H), 1,8-1,57 (m, 3H), 1,38-1,33 (m, 6H).

Mpumep 206. N-((1R,2S)-2-AxpriaMuIoIUKIONeHTIIN)-5-(2-MeTra-4-((TeTparuapo-2H-nupan-4-mi)ox-
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cu)pennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMui.

SRS

XN\

N 8

N

VYka3zaHHOE B HAa3BaHWW COCAMHCHHE MOJTYYalld CIIOCOOOM, aHAIOTHYHBIM IpuMepy 1, ¢ mpUMeHEeHHEM 5S-
(2-metmin-4-((terparunpo-2 S-mpan-4-min)okcu )penmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadtu-
NIeH-2-KapOOHOBOH KHUCIOTHI (TIpoMexkyTouHoe coemuHeHue 12) u Tper-0yTtui-N-[(1S,2R)-2-aMmuHOIIIKIIO-
neHT1| kapoamara Ha ctaguu A. MC (MOP): macca, paccunrannas st C,oH3 NsOsS, 561,7; m/z o pesynbra-
TaM aHanmsa: 562,2 [M+H]". 'H aMP (400 MI'u, CD;0D): & 8,29-8,23 (m, 1H), 7,24-7,16 (m, 1H), 7,06-7,00
(m, 1H), 6,99-6,93 (m, 1H), 6,32-6,14 (m, 2H), 6,02-5,96 (m, 1H), 5,63-5,56 (m, 1H), 4,68-4,56 (m, 1H), 4,46-
4,33 (m, 2H), 3,99-3,89 (m, 2H), 3,66-3,54 (m, 2H), 2,18-1,98 (m, 7H), 1,96-1,83 (m, 1H), 1,81-1,61 (m, 5H)

IMpumep 207. N-((1R,25)-2-AxpunaMAZOIUKIOTCHTHN)-5-(2-H30TTPONTUITHPUINH-4-1111)-4-0KC0-4,5- 111 -
ruapo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMu.
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VYkazaHHOE B Ha3BaHWU COEAMHCHHE MOJIYyYali CIIOCOO0M, aHAJIOTHYHBIM IpuMepy 1, ¢ mpuMeHeHneM 5S-
(2-m3onponmmmupuanH-4-nn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpruazaanenad TuineH-2-kapOOHOBOH  KHUCIIO-
THI (IpoMexxyTouHOe coenmuHeHue 16) u Tper-0yTmin-N-[(1S,2R)-2-amubomnuknonenTmn |kapoamara. MC (MOP):
Macca, paccauranHas 111 CpsHygNeOsS, 490,6; m/z mo pesyasTatam aHammsa: 4912 [M+H]" 'H aMmp (400
MI', CD;0D): 6 8,65 (d, J=5,3 I'u, 1H), §8,16-8,02 (m, 1H), 7,48-7,38 (m, 1H), 7,35-7,28 (m, 1H), 6,37-7,24
(m, 1H), 6,22-6,10 (m, 1H), 6,00 (d, J=5,5 I'u, 1H), 5,62-5,51(m, 1H), 4,57-4,47 (m, 1H), 4,44-4,33 (m, 1H),
3,21-3,09 (m, 1H), 2,12-1,97 (m, 2H), 1,92-1,74 (m, 3H), 1,670-1,57 (m, 1H), 1,35 (d, J=6, 9 ', 6H).

IMpumep 208. N-((1R,3S)-3-AxpriaMuIonnKIONEHTH)-4-0KCO-5-(2-peHmmupuua-4-mi)-4,5-turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMuI.
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VYkazaHHOE B Ha3BaHUH COEIMHECHHE MOyl CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1. ¢ mpuMeHe-
HUEM 4-0Kc0-5-(2-permmmupunua-4-nn)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cioTel (mpomexxytodHoe coeamaeHne 20) u Tper-OyTHir N-[(1S,3R)-3-amuHonmkmonenTwia |kapbamara. MC
(U3P): macca, paccuntannas it CsHyyNeO3S, 524,6; m/z mo pe3ynpratam aHamusa: 525,2 [M+H]". 'H SIMP
(400 MI', CD;0OD): & 8.90-8.82 (m, 1H), 8.37-8.28 (m, 1H), 8.07-8.00 (m, 3H), 7.52-7.43 (m, 4H), 6.33-6.28
(m, 1H), 6.27-6.20 (m, 2H), 5.68-5.60 (m, 1H), 4.41-4.29 (m, 1H), 4.24-4.14 (m, 1H), 2.53-2.43 (m, 1H), 2.09-
1.96 (m, 2H), 1.87-1.73 (m, 2H), 1.65-1.56 (m, 1H).

Mpumep 209. N-((1R,2S)-2-AxpraaMu0IMKIOreKCH)-5-(*S)-(6-N301POIIOKCH-2 -METHIITH PUANH-3-1IT)-
4-oxco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaarnenad TuieH-2-kapOOKCaMUI.
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XwupanpHas ounctka SFC (memoasmwxHas daza: Chiralpak AS-H 5 mxm 250x20 mm, monsmxkHas dasza: 70%
CO,, 30% MeOH) N-((1R,2S)-2-akpuIaMAAOIUKIOTeKCHIT )-5-( 6-H30TPOIIOKCU-2-METHIITUPUIHH-3 -HIT)-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHadrunen-2-kapookcamuna (npumep 211) obecrneunBana IoJTydeHHE
yka3aHHoOro B HasBauuu coenuHenus. MC (MDP): macca, paccunrannast st C,7H30NgO4S, 534,6; m/z mo pe-
3ynapTaTaMm aHanmza: 535,2 [M+H]+. 'H aMmP (500 MI'u, CD;0OD): & 8,31 (d, J=4,5 ', 1H), 7,58 (d, J=8,6 T'.y,
1H), 6,73 (d, J=8,6 I'u, 1H), 6,42 (dd, J=17,0, 10,2 I'u, 1H), 6,30-6,24 (m, 1H), 6,12-6,02 (m, 1H), 5,67 (dd,
J=10,3, 1,6 T'u, 1H), 5,40-5,29 (m, 1H), 4,43 (s, 1H), 4,23-4,10 (m, 1H), 2,26 (s, 3H), 1,86-1,61 (m, 6H), 1,59-
1,47 (m, 2H), 1,37 (dd, J=6,1, 2,8 I'u, 6H).

IMpumep 210. N-((1R,25)-2-(3-XnmopnpormanaMuo )IIuKIoneHTrN )-5-(*S)-(4-MeTH1-6-Q e HOKCHITHP U THH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprnazaaneHad TuieH-2-KapOOKCaAMII.
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VYka3aHHOE B Ha3BaHHM COEAMHEHHE IOJyYald CIIOCOOOM, aHAJIOTHYHBIM CHOCO0Y mpumMepa 166, cramus
A, ¢ mpuMeHeHueM 5-(4-MeTHi-6-¢peHoKcuupuanH-3-un)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad-
THJICH-2-KapOOHOBOI KHCIIOTHI (poMexxyTouHoe coeanHenue 27, smodas CIIOCOB 1 XMPAJIBHOI'O PA3-
JEJIEHUWS ¢ nonyyennem *S-atpononsomepa) u N-[(1S,2R)-2-amunonnkinonentui]-3-xmopnponanamuga. MC
(MDP): Macca, paccuntanHas mis CooHysNO,4S, 591,1; m/z mo pesynsratam aHammsa: 591,0 [M+H]". 'H aMP
(400 MI'y, CDCl3): 6 9,65 (s, 1H), 8,35 (d, J=5,5 I'u, 1H), 8,04 (d, J=6,5 I'y, 3H), 7,44 (dd, J=8,3, 7,1 I'y, 2H),
7,31-7,15 (m, 2H), 6,98-6,87 (m, 3H), 6,04 (d, J=5,4 I'u, 1H), 4,38 (tt, I=14,0, 6,7 I'y, 2H), 3,81 (qt, J=10,6, 6,4
I'y, 2H), 2,68 (t, J=6,4 ', 2H), 2,20 (s, 3H), 2,10 (dd, J=13,9, 7,2 ', 1H), 1,90-1,65 (m, 4H).

IIpumep 211. N-((1R,2S)-2- AkpunaMuIOITUKIOTEKCHT)-5-(6-U0POTIOKCH-2-METHITUPU TUH-3 -1 1) -4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaMHUI.

o
Y = | 0
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Cragus A. 5-(6-M3omnponokcu-2-MeTUIMUPUANH-3-1i)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaarne-
HaTHIICH-2-KapOOHOBAasT KUCJIOTA. YKa3aHHOE B HAa3BAaHWUU COCIWHEHHUE IOJIyYald CIIOCOOOM, aHAJOTHYHBIM
CIoco0y TOJTydeHUsT IPOMEKYTOUHOTO COeAMHEHNUs 24, ¢ IPUMEHEHUEM 6-()TOp-2-MeTHINUPUANH-3-aMHHA, 2-
MpomaHoJia Ha CTaguu A.

Cramus B. N-((1R,25)-2-AxpmiiaMuqonuKIOTeKCHIT )-5-(6-U30TPOTIOKCH-2 -ME THIIHPH IUH-3-1J1)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWHM COCJAWHEHHE TIONY-
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yanu crmocoOOM, aHaJOTWYHBIM cHocoOy mpumepa 166, cragus A, ¢ mnpumeneHueM N-[(1S,2R)-2-
AMHMHOIMKJIOTEKCWII |IpoTl-2-eHaMuaa  (mpoMexxyrouHoe coexuHenne 40) u  5-(6-M30mpONOKCH-2-METHII-
MUpHUIAH-3-11)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad rnieH-2-kapobonosoi kuciotsl. MC (MOP):
Macca, paccautanHas 11 C,7H30NeO,4S, 534,6; m/z mo pesyasTatam aHanmsa: 5352 [M+H]" 'H aMmp (400
MTI', CD;0D): 6 8,33 (d, J=5,5 I', 1H), 7,58 (dd, J=8,6, 2,1 I'y, 1H), 6,73 (d, J=8,6 I', 1H), 6,42 (dd, J=17,0,
10,2 I', 1H), 6,31-6,23 (m, 1H), 6,09 (d, J=5,4 I'y, 1H), 5,67 (dd, J=10,2, 1,8 T'u, 1H), 5,41-5,29 (m, 1H), 4,44
(s, 1H), 4,17 (d, J=8,1 T'u, 1H), 2,26 (s, 3H), 1,88-1,46 (m, 8H), 1,37 (dd, J=6,2, 2,2 ', 6H).

IMpumep 212. N-((1R,3R)-3-AkpunaMuI0IUKIONEHTHI)-4-0KC0-5-(2-peHmmmupunnt-4-mn)-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0KCc0-5-(2-permmmupunua-4-un)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBOH KH-
cioTel (mpomexkyTouHoe coemuHeHue 20) m Tper-OyTmi-N-[(1R,3R)-3-ammHonmknonenTui|kapbamara. MC
(U3P): macca, paccuntanHas it CysHyyNeO3S, 524,6; m/z mo pe3ynbpratam aHanmza: 525,1 [M+H]". 'H SIMP
(400 MI', CD;0OD): & 8,87-8,79 (m, 1H), 8,27-8,19 (m, 1H), 8,05-8,00 (m, 2H), 8,00-7,95 (m, 1H), 7,52-7,43
(m, 4H), 6,27-6,16 (m, 3H), 5,68-5,59 (m, 1H), 4,55-4,46 (m, 1H), 4,44-4,36 (m, 1H), 2,26-2,15 (m, 2H), 2,06-
1,94 (m, 2H), 1,76-1,65 (m, 1H), 1,61-1,52 (m, 1H).

Mpumep 213. N-((1R,2R)-2-Axpunamuaonukiorekcuin)-5-(*S)-(4-metnin-6-peHokcunupuana-3-ni)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamMu.
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YkazaHHOE B Ha3BaHUU COCTUHEHHE TIOTYJIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOCcO0y mpumepa 166, ¢ mpume-
HEHUEM 5-(4-mMeTni-6-peHOKCUTTMPUINH-3 -1 )-4-0kc0o-4,5-murunpo-3H-1-tua-3,5,8-Tpuazaanenad tuineH-2-
KapOOHOBOM KHUCIIOTH (TpomexkyTouHoe coemubenne 27, Bkmodas CIIOCOBb 1 XUPAJIBHOI'O PA3/IEJIE-
HWA ¢ nomyuenuem *S-arpomonzomepa) u tpeT-0ytun ((1R,2R)-2-amuHonmkimorekcun)kapbamara. MC (MOP):
Macca, paccuuranHas 11 CioHogNeO4S, 568,7; m/z mo pesyasTataMm aHanmmsa: 569,0 [M+H]™. 'H aMmp (500
MTI', CDCly): 6 9,73 (s, 1H), 8,33 (d, J=5,4 T'u, 1H), 8,04 (s, 1H), 7,47-7,39 (m, 2H), 7,28-7,14 (m, 3H), 6,95 (s,
1H), 6,75 (d, J=7,3 I'u, 1H), 6,56-6,49 (m, 1H), 6,28 (dd, J=17,0, 1,5 I'u, 1H), 6,09-5,98 (m, 2H), 5,59 (dd,
J=10,3, 1,5 T', 1H), 3,96-3,77 (m, 2H), 2,20 (s, 3H), 2,04 (s, 2H), 1,83-1,76 (m, 2H), 1,45-1,21 (m, 4H).

Mpumep 214.  N-((1RS,3RS)-3-AxpuiaaMu10nuKIONEHTHI)-4-0KCO-5-(5-peHOKCnIupuanH-2-11)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

SRS

K oxmaxnennomy pactBopy, 0°C, 4-oxco-5-(5-henoxcunupuaua-2-mn)-4,5-murunpo-3H-1-tna-3,5,8-
TprazaaneHadTHICH-2-KapOOHOBOH KHUCIOTHI (IpoMexyTo4yHoe coequHenne 26, 911,4 mr, 2,25 mmons), N-
[(1RS,3RS)-3-amuHOIMKIONIEHTHI JIpON-2-eHamu (382,3 wmr, 2,48 MMoub) 1 qun3onponmmTiiamuHa (1,9 mi)
B DMF (10 M) mo kxamsim poGasistnn mponmidochoroBeii anruapun ( (T3P®), 50 mac.% B sTumanerare, 2
M, 9,29 mmonb). [To okornuannu LCMS peakiiioHHy0 cMech pa3aessuiu ¢ momolbio EtOAc u Hac. BogH. Na-
HCOs;. Oprannueckue coequnenus cymn (Na,SOy,), GUIBTPOBAIM W KOHLIEHTPUPOBAIN MO HOHWKEHHBIM
JaBieHueM. [lonyueHHOe HEOUHNIIEHHOE COEIUHEHUE, YKa3aHHOE B Ha3BaHUU, pacTupanu B nopouok ¢ DCM ¢
MOJTydeHNEM YKa3aHHOTO B HA3BAHWM COSAMHECHHS B BHIE 0€JI0Tr0 TBepJoro BemecTsa, xupanbHas SFC (Hemon-

- 125 -



035168

BkHas ¢aza: Chiralpak TA 5 mxm 250%x20 mm, moasmwkHas dasza: 55% CO,, 45% iPrOH) obecnieunBana momy-
YeHHWe yKa3aHHOro B HazBauum coeguHeHus, N-((1S,3R)-3-akpunamunonuknoneHTni)-4-okco-5-(5-
(enoxcunmupunuH-2-uin)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad tinen-2-kapdbokcamuna (mpumep 313) u N-
((1*R,3*S)-3-akpuIaMuIOIUKIOICHTH )-4-0KC0-5-(5-peHokcunupunun-2-mnn)-4,5-nuruapo-3H-1-tua-3,5,8-
TpHuazaaneHaTuieH-2-kapookcamuaa (mpumep 328). MC (M3P): macca, paccumranHas st CygHogNeO4S,
540,6; m/z o pe3ymbTaTaM aHamma: 541,0 [M+H]".

IIpumep 215. N-((1R,3R)-3-Axpunamugonukiorekcui)-5-(*R)-(4-u3onpomnokcu-2-MeTuadpeHm)-4-0Kco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaAMHUI.

T
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VYkazaHHOE B Ha3BaHUH COEIMHECHHE MOTyYalli CTIOCO00M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  S5-(4-uzomnpomnokcu-2-meTuindennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOW KHCJOTHI (mpoMexyrounoe coeamnenne 31, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JAEJIEHUSA c
noirydenneM *R-atponomsomepa) u tper-0ytnn N-[(1R,3R)-3-(npomn-2-eHonnaMuHO)IUKIOTeKC/I [Kapbamara.
MC (U3P): macca, paccuntannas aims CygH3NsO4S, 533,6; m/z mo pesynbratam ananmmsa: 534,5 [M+H]". 'H
SMP (400 MI'r, CD;0D): 6 8,31 (d, J=5, 6 I'y, 1H), 7,19 (d, J=8,6 I'u, 1H), 6,99-6,95 (m, 1H), 6,94-6,88 (m,
1H), 6,41-6,31 (m, 1H), 6,27-6,18 (m, 1H), 6,06-6,00 (m, 1H), 5,70-5,62 (m, 1H), 4,71-4,60 (m, 1H), 4,26-4,10
(m, 2H), 2,11 (s, 3H), 1,98-1,75 (m, 3H), 1,75-1,50 (m, 5H), 1,34 (d, J=6,0 I';, 6H).

Mpumep  216.  N-((1RS,3RS)-3-AxprinaMuI0IUKIOTeKCHIT)-4-0KCc0-5-(5-peHokennupuana-2-mui)-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuieH-2-kapOOKCaMUI.
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YkazaHHOe B HA3BaHUH COCIUHEHHUE TIOTYUYaIH CITOCOOOM, aHAIOTHYHBIM MpUMepy 166, ¢ mpuMeHeHueM 4-
okco-5-(5-penokcunupuann-2-nn)-4,5-nguruapo-3H-1-tua-3,5,8-tprazaanenad tmireH-2-kapOOHOBOH  KHCJIOTHI
(mpomexyTtounoe coemmueHue 26) u Tper-0yTmwi-N-[(1R,3R)-3-amuHornuknorekcmwi| kapoamata. MC (U3P):
Macca, paccuntanHas it CroHysNgO,S, 554,6; m/z mo pesympratam aHanmsa: 555,0 [M+H]+. 'H aMmP (400
MI', AMCO-dg): 6 10,23 (s, 1H), 8,50-8,28 (m, 2H), 8,03 (dd, J=53,5, 7,6 'y, 2H), 7,73-7,55 (m, 2H), 7,55-
7,42 (m, 2H), 7,38-7,16 (m, 3H), 6,39 (dd, J=17,1, 10,2 I'y, 1H), 6,21 (d, J=5,5 T'u, 1H), 6,09 (dd, J=17,1, 2,4
I'y, 1H), 5,57 (dd, J=10,1, 2,4 I'u, 1H), 4,28-4,04 (m, 2H), 1,91-1,46 (m, 8H).

Mpumep 217. N-((1R,3R)-3-(2-(AumeTnnamMuHO)anieTaMHua0 ) IUKJIOTICHTII)-5-(2-MeTHi-4-¢heHokcude-
HU)-4-0KCc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad THiieH-2-KapOOKCAMHI.
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Cragus A. N-((1R, 3R)-3-AMuHOIUKIONCHTIN)-5-(2-MeTHIT-4-peHOKCHuBeHIN )-4-0Kkc0-4,5-nurunpo-3H-
1-tna-3,5,8-rpnazaaneHad tunen-2-kapookcaMusl. YKa3aHHOE B Ha3BaHWM COEIMHCHHE IOJyYald CIocoOoM,
aHAJIOTMYHBIM CcTIOcO0y mpumepa 1, cragus A, ¢ mpuMeHeHHeM 5-(2-meTwmi-4-henokcudenun)-4-okco-4,5-
nuruapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-KapOOHOBOH KUCIOTHI (TPOMEXYTOUHOE COSTUHEHHE 1) U TpeT-

O0ytni-N-[(1R,3R)-3-amuHOIIMKIIOIEHTHII |[KapOamarTa.
Cramus B. N-((1R,3R)-3-(2-([IumeTrnaMiHO )arie TAMHIO )ITUKJIONEHT )-5-(2-Me THII-4 -(h eHOKC U eHIIT ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TiiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWW COCIAMHCHUE
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MOJydaJld CcrocoOOM, aHaJIOTHYHBIM croco0y mnpumepa 1, cragms A, ¢ UpUMeHeHHeM 2-(IUMeTHII-
AMMHO)YKCYCHOH KHCJIOTBI, IPUYEM CTausl yIaJIeHHs 3aluTHON Tpynisl ¢ nomorusio HCl He TpebGoBanacs. MC
(MIDP): Macca, paccuntanHas mis CiH3NO,4S, 584,7; m/z mo pesynsTataM aHanmsa: 585,2 [M+H]". 'H aMP
(400 MI'm, CD;0D): & 8,34-8,27 (m, 1H), 7,44-7,34 (m, 2H), 7,31-7,26 (m, 1H), 7,19-7,13 (m, 1H), 7,12-7,06
(m, 2H), 7,06-7,03 (m, 1H), 6,99-6,94 (m, 1H), 6,09-6,01 (m, 1H), 4,54-4,43 (m, 1H), 4,40-4,30 (m, 1H), 3,03-
2,94 (m, 2H), 2,30 (s, 6H), 2,22-2,14 (m, 2H), 2,11 (s, 3H), 2,03-1,89 (m, 2H), 1,71-1,61 (m, 1H), 1,60-1,50 (m,
1H).

IMpumep 218. N-((1R,2R)-2-AxpriaMug0UKIOTEKCHII)-4-0KCO-5-(5-heHOKCUTTUPHUINH-2-1T)-4, 5-TUTHT-
po-3H-1-tra-3,5,8-tpuazaanenadruneH-2-kapOokcaMul.
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YkazaHHOE B HA3BaHUH COCIUHEHHUE TIOTYUJaIH CITIOCOOOM, aHAIOTHYHBIM MpUMepy 166, ¢ mpuMeHeHueM 4-
okco-5-(5-penokcunupuann-2-nn)-4,5-nuruapo-3H-1-tua-3,5,8-tprazaanenad rmireH-2-kapOOHOBOH  KHCJIOTHI
(mpomexyTtounoe coemmHeHHe 26) u Tper-OyTmi-N-[(1R,2R)-2-amuHornuknorekcmwi| kapoamata. MC (U3P):
Mmacca, paccuutanHas it CooHysNgO4S, 554,6; m/z mo pesynpratam anammsa: 555,1 [M+H]". 'H saMP (500
MI', CDCL;): 6 9,51 (s, 1H), 8,45-8,31 (m, 2H), 7,51-7,33 (m, 4H), 7,26-7,19 (m, 1H), 7,18-7,08 (m, 2H), 6,52
(d, J=7,2 'y, 1H), 6,33-6,13 (m, 3H), 6,10-5,99 (m, 1H), 5,62 (dd, J=10,3, 1,4 I', 1H), 3,96-3,73 (m, 2H), 2,31-
2,06 (m, 2H), 1,89-1,77 (m, 2H), 1,46-1,24 (m, 4H).

Mpumep 219. N-((1R,2R)-2-Axpunamugonukiaonentun)-5-(*S)-(4-metnn-2-penokcunupuana-5-mni)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOOKCaMHuI.
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VYka3aHHOE B Ha3BaHUH COCAMHECHHUE TIOJIyYall CIOCOOOM, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM 5-(4-metnn-2-peHokcnnupuMuanH-5-1i)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenad tineH-2-
KapOOHOBOH KHCIOTHI (mpoMexxyrouHoe coeamHenue 13, Bkmouas CIIOCOB 1 XMPAJIBHOI'O PA3/IEJIE-
HUA ¢ nomyyennem *S-atporonzomepa) u Tpet-0yTmit N-[(1S,2R)-2-amuHonmKIOIeHTII [KapbamaTta U ¢ Hc-
MOJIG30BaHUEM JTMH3ONPONWIdTHIaMUHa BMecTo TpuMmermnamuHa. MC (MOP): macca, paccuuranHas uis
CysH,sN;0,S, 555,6; m/z o pesyapTataM aHammsa: 556,0 [M+H]". 'H siMP (600 MTI'ti, CD;0D): 6 8,54-8,53 (s,
1H), 8,38-8,36 (d, J=5,6 I'ny, 1H), 7,48-7,43 (m, 2H), 7,31-7,22 (m, 3H), 6,31-6,27 (d, J=5,5 T'u, 1H), 6,25-6,20
(m, 2H), 5,66-5,62 (m, 1H), 4,32-4,19 (m, 2H), 2,35-2,31 (s, 3H), 2,22-2,10 (m, 2H), 1,88-1,77 (m, 2H), 1,72-
1,56 (m, 2H).

IIpumep 22. N-((1R,2S)-2- AxprraMuIOTIUKIONEHTHI )-5-(2-Me THIT-4-(TUPUAWH-2-HITOKCH ) PeHIIT )-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCAMHUT.
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Cramus  A. 5-(2-Metun-4-(mupuaua-2-unokcH)pernn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaare-
HadTuieH-2-KapOOHOBasT KUCJIOTAa. YKa3aHHOE B HAa3BaHUHM COEJMHEHHE MOJy4alld CIIOCOOOM, aHaJIOTHYHBIM
croco0y mpomexyToyHoro coeanHenus 1, cranun A u C-F, ¢ npumenenuem 2-¢propnupunuaa u 4-aMuHO-3-
MeTwI(eHoIa BMECTO S-(hTOp-2-HUTPOTOIyoIa U (DeHOIIa Ha CTaIuH A.

Cramust B. N-((1R,2S)-2-AxpunaMuaonuKIONSHTHI)-5-(2-MeTHI-4-(TUPUIUH-2 -UI0KCH ) heHHIT )-4-0KCOo-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad tiieH-2-kapookcaMu. YKazaHHOE B Ha3BaHWU COEIAMHEHHUE ITOJY-
Yanu crmocoOOM, aHaJOTM4HBIM croco0y mpumepa 1, craams A, ¢ mnpumenenneM N-[(1S,2R)-2-
aMUHOIIMKJIONICHTHJI |IpoN-2-eHaMuia  (TIpoMeXyTouHoe coeauHeHne 36) u  S5-(2-metwn-4-(nepumuu  -2-
ninokcn)hennn)-4-okco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHad TuireH-2-kapOOHOBOW KUCIOTH (6e3 ynaie-
HUs 3amuTHOU Tpynmbel ¢ noMomibio HCI/MeOH). MC (M3P): macca, paccuntanHas maist CyoHosNgO4S, 554,6;
m/z 1o pe3ynbTaTaM aHanmza: 555,2 [M+H]". 'H SIMP (400 MI'u, CD;0OD): & 8,33 (d, J=5,5 ', 1H), 8,21-8,13
(m, 1H), 7,92-7,81 (m, 1H), 7,43-7,31 (m, 1H), 7,25-7,20 (m, 1H), 7,19-7,11 (m, 2H), 7,09-7,04 (m, 1H), 6,33-
6,16 (m, 3H), 5,67-5,55 (m, 1H), 4,48-4,35 (m, 2H), 2,20-2,14 (m, 3H), 2,13-2,01 (m, 2H), 1,97-1,87 (m, 1H),
1,83-1,61 (m, 3H).

[Mpumep 221. N-((1R,2S)-2-Axpunamunonukinorekcui)-5-(*S)-(6-unkiao0yTokcu-4-Me TN PUANH-3-1IT)-
4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.

TG
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XupanbHoe pasnenenne (xupanbHas SFC (memonBmkHas ¢aza: Chiralpak AS-H 5 mxm 250x20 mwm, moa-
BmkHas ¢aza: 70% CO,, 30% MeOH) N-((1R,2S)-2-akpuiaaMuAOIUKIOTEKCHII)-5-(6-UKI00yTOKCH-4-
METWIMUPUIUH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadtunen-2-kapbokcamuaa (nmpumep 183)
obecrieunBaja IOJy4YeHHE yKa3aHHOTO B HasBaHuM coenuHeHws. MC (MDOP): macca, paccuuranHas s
CosH30N6O,S, 546,7; m/z 1o pesympraTam aHammsa: 547,1 [M+H]". 'H aMmp (500 MI', CD;OD): 6 8,31 (d,
J=5,5Tn, 1H), 8,06 (s, 1H), 6,84 (s, 1H), 6,42 (dd, J=17,0, 10,3 I'u, 1H), 6,26 (dd, J=17,0, 1,7 I', 1H), 6,09 (d,
J=5,5Tn, 1H), 5,67 (dd, J=10,3, 1,7 I'u, 1H), 5,23-5,13 (m, 1H), 4,44 (s, 1H), 4,15 (d, J=10,3 I'y, 1H), 2,53-2,45
(m, 2H), 2,22-2,10 (m, 5H), 1,90-1,61 (m, 8H), 1,59-1,46 (m, 2H).

IIpumep 222. N-((1R,25)-2-AxpuiaMug0IHAKIOTEKCHIT )-5-(6-M30TPpOKCH-4-METUATUPUANH-3-H1T)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaMHUI.
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VYkazaHHOe B Ha3BaHUHM COCTUHEHHE TOJTYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
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A, c¢ mpumeneHHeM 5-(6-M30NPOKCH-4-METHINHPUIANH-3-11)-4-0Kc0-4,5-nmurunpo-3H-1-tna-3,5,8-tpuaza-
anieHadTIIeH-2-KapOOHOBOKH  KHMCIOTHI  (mpomexyTtouHoe coegunHenne 30) u  N-[(1S,2R)-2-amuno-
UKIIOTeKCUI | por-2-eHaMu  (mpoMexxytounoe coeamaenne 40). MC (MOP): macca, paccuutaHHas s
Ca7H30N60,S, 534,6; m/z no pesymbratam anammsa: 535,2 [M+H]". '"H SIMP (500 MI'y, CD;0D): & 8,33 (d, J=5,
6 I'm, 1H), 8,05 (d, J=3,3 I'y, 1H), 6,81 (s, 1H), 6,42 (dd, J=17,0, 10,2 I'y, 1H), 6,32-6,23 (m, 1H), 6,12 (d, J=5,5
I'm, 1H), 5,70-5,64 (m, 1H), 5,34-5,26 (m, 1H), 4,44 (s, 1H), 4,22-4,13 (m, 1H), 2,14 (s, 3H), 1,86-1,61 (m, 6H),
1,59-1,46 (m, 2H), 1,36 (dd, J=6,1, 3,8 I't, 6H).

IMpumep 223. N-((1R,25)-2-AxpunaMuAAOIUKIOTEKCHI )-5-(6-ITUKIONEHTHIIOKCH-4-METHIITAPUIHH-3 -1 )-
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpuazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOe B Ha3BaHUHM COCIUHEHHE MOJTYJaId CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
A, ¢ mnpuMeHeHHeM 5-(6-IHKIONEHTHITOKCU-4-METHITUPUINH-3 -1)-4-0Kkc0-4,5-nuruapo-3H-1-Tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBOW KHUCIOTH (TIpoMexkyTouHoe coeauHenne 25) m N-[(1S,2R)-2-amuno-
UKJIOTEeKCII [ipotn-2-eHamMu  (poMexxyTouHoe coenuHerne 40). MC (MDP): macca, paccuutaHHas s
CyoH3,N0,S, 560,7; m/z 1o pesympraTam aHammsa: 561,1 [M+H]". 'H aMmp (400 MTI'm, CD;OD): 6 8.33 (d,
J=5.4 T, 1H), 8.06 (d, J=2. 1 I'y, 1H), 6.83 (s, 1H), 6.47-6.38 (m, 1H), 6.33-6.24 (m, 1H), 6.11 (d, J=5.3 I'L,
1H), 5.70-5.65 (m, 1H), 5.44-5.37 (m, 1H), 4.44 (s, 1H), 4.21-4.13 (m, 1H), 2.14 (s, 3H), 2.05-1.94 (m, 2H),
1.90-1.75 (m, 8H), 1.73-1.63 (m, 4H), 1.61-1.45 (m, 2H).

IMpumep 224. N-((1R,2S)-2-AxpuiaaMuIOUMKIONEHTIN)-5-(2-MeTHI-4-(TUpUMUTUH-2 -HIIOKCH ) heHHIT )-4 -

okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad riiien-2-kapookcamuia.
o]
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyJal CIocOO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, craaus A, ¢
npumeHerreM N-[(1S,2R)-2-aMuHOIMKIONEHTHI [TPOTI-2-eHaMuia (TIPOMEXKYTOYHOEe coeauHeHne 36) u 5-(2-
MeTHIT-4-(MTUPUMHIUH-2 -WI0OKCH ) heHmnn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad uneH-2-kap6o-
HOBOW KHCIIOTHI (MMPOMEKYTOIHOE coenuHeHue 15) 6e3 ynmanenus 3amuTHoW rpynmsl ¢ momornisio HCl/MeOH.
MC (M3P): macca, paccuntanHas 11 C,sHasN;0,4S, 555,6; m/z mo pe3ymbTaTaM aHanmmsa: 556,1 [M+H]". 'H
SAMP (400 MTI'i, CD;0D): 6 8,69-8,58 (m, 2H), 8,39-8,25 (m, 1H), 7,45-7,36 (m, 1H), 7,33-7,19 (m, 3H), 6,37-
6,14 (m, 3H), 5,64-5,56 (m, 1H), 4,48-4,40 (m, 2H), 2,21-2,14 (m, 3H), 2,13-2,01 (m, 2H), 1,96-1,87 (m, 1H),
1,85-1,70 (m, 2H), 1,68-1,58 (m, 1H).

IIpumep 225. N-((1R,25)-2- AxpunaMuIOIHUKIOTEKCHIT )-5-(6-1300yTOKCH-4-Me TUIITHUPUINH-3-11)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-tpuaszaaneHad TrineH-2-kapOOKCaMuJI.
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VYkazaHHOe B Ha3BaHWUHM COCTUHEHHE TOJTYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
A, ¢ mnpumeHeHHeM 5-(6-M300yTOKCH-4-METHIHPHUINH-3-11)-4-0Kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuaza-
anieHaTIIICH-2-KapOOHOBOH  KHMCIOTHI  (mpomexyTodHoe coeguHenne 33) u  N-[(1S,2R)-2-amuno-
UKJIOTEeKCHI [ipotn-2-eHamu  (mpoMexxyrouHoe coenuHerne 40). MC (M3P): macca, paccuutaHHas s
CysH3,N6O4S, 548,7; m/z o pe3ynbTaTam ananusza: 549,1 [M+H]+. 'H amP (400 MTI'i, CD;OD): & 8,33 (s, 1H),
8,06 (s, 1H), 6,90 (s, 1H), 6,48-6,37 (m, 1H), 6,32-6,24 (m, 1H), 6,12 (s, 1H), 5,67 (d, J=10,5 I'u, 1H), 4,44 (s,
1H), 4,21-4,13 (m, 1H), 4,13-4,08 (m, 2H), 2,16 (s, 3H), 2,13-2,04 (m, 1H), 1,88-1,62 (m, 6H), 1,61-1,46 (m,
2H), 1,04 (d, J=6, 6 T'u, 6H).

IMpumep 226. N-((18S,3S)-3-AxpuaaMuIOIMKIONEHTI)-5-(*S)-(2-MeTun-4-henokcudenun)-4-okco-4,5-
murunapo-3H-1-tna-3,5, 8-rpuazaanenad TuieH-2-kapOOKCaMHUI.

VYkazaHHOE B Ha3BaHWU COEAMHCHHE MOJIYyYallid CIIOCOO0M, aHAJIOTHYHBIM IpuMepy 1, ¢ mpuMeHeHneM 5S-
(2-metmin-4-penoxcudennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaaneHad THICH-2-KapOOHOBON  KHCIOTHI
(mpomexxytounoe coemuuenue 1, Bkmodas CIIOCOB 1 XMPAJIBHOI'O PA3AEJIEHUS ¢ momydenuem *S-
atporom3omepa) u TpeT-oyTiin N-[(1S,3S)-3-amunonuknonenTu |kapoamara. MC (MUDP): macca, paccuntanHas
st C3oH,7N50,S, 553,6; m/z 1o pe3ynpTaTaM aHammsa: 554,5 [M+H]".

IMpumep 227. N-((1R,2R)-2-AkpuaaMuIOIMKIOTeKCHIT)-4-0KC0-5-(2-peHmmmupunnt-4-mn)-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMuI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MTOTyYalld CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0KCc0-5-(2-permmmupunna-4-nn)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
ciotel (mpomexytounoe coeauaenne 20) u TpeT-O0ytui-N-[(1R,2R)-2-amunonmknorekcmi|kapdamara. MC
(U3P): macca, paccuntanHas it CyHysNeO3S, 538,6; m/z mo pesynpratam aHammza: 539,1 [M+H]". 'H SIMP
(400 MI', CD;0OD): & 8.90-8.79 (m, 1H), 8.32-8.28 (m, 1H), 8.05-8.00 (m, 3H), 7.51-7.43 (m, 4H), 6.31-6.25
(m, 1H), 6.21-6.15 (m, 2H), 5.61-5.54 (m, 1H), 3.91-3.78 (m, 2H), 2.07-1.93 (m, 2H), 1.84-1.71 (m, 2H), 1.54-
1.32 (m, 4H).

IMpumep 228. N-((1R,3R)-3-AneramunonuxioneHTun)-5-(2-metuin-4-penokcudennin)-4-okco-4,5-muruu-
po-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHWU COEIMHCHHE ITOJYYaaH CIIOCOOOM, aHAJIOTHYHBIM IpUMEpPY 1, ¢ IPUMEHEHHEM 5-
(2-meTun-4-penoxcupennin)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-TpuazaanenadruineH-2-kapOOHOBOH KHCIOTHI
(mpomesxytounoe coenunenue 1) u Tper-0ytmi-N- [(1R, 3R)-3-amMuHonmKIONCHTHII [KapOamaTa Ha cTaauu A 1 ¢
MPUMEHEHUEM YKCYCHOTO aHTHapuaa Ha craauu B. MC (MDP): macca, paccuntannas mist CyoHy7NsO4S, 541,6;
m/z mo pesynbraTaM anammsa: 542.2 [M+H]". "H SIMP (400 MI't, CD;OD): & 8.34-8.30 (m, 1H), 7.43-7.36 (m,
2H), 7.31-7.27 (m, 1H), 7.19-7.14 (m, 1H), 7.11-7.06 (m, 2H), 7.06-7.03 (m, 1H), 6.98-6.94 (m, 1H), 6.08-6.05
(m, 1H), 4.52-4.44 (m, 1H), 4.31-4.24 (m, 1H), 2.21-2.13 (m, 2H), 2.12 (s, 3H), 1.99-1.93 (m, 1H), 1.92 (s, 3H),
1.91-1.85 (m, 1H), 1.69-1.58 (m, 1H), 1.56-1.45 (m, 1H).

IMpumep 229. 5-(2-Metun-4-henoxcudenmn)-N-((1R,3R)-3-(2-(MeTnIaMuHO )arieTaMU 10 ) ITAKITOTICHT I ) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.

4

@@@ 5 o
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VYka3aHHOE B Ha3BaHUH COEANHEHUE MOIyqaln cnoco60M, aHAJIOTUYHBIM crioco0y npumepa 1, cragus A, ¢
npumenerneM  N-((1R,3R)-3-amuHonmknonenTn)-5-(2-metuin-4-penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadrieH-2-kapbokcamuna  (mpumep 217, npomykr cragmm  A) wum 2-[Tper-
OyrokcukapOoHmn(MeTHiI)aMuHO |ykcycHOH kucnotel. MC (MOP): macca, paccumrannas st C;oH3oNgO4S,
570,7; m/z o pe3ynbrataM anammsa: 571,2 [M+H]". '"H SIMP (400 MI'u, CD;0D): & 8.31-8.24 (m, 1H), 7.43-
7.35 (m, 2H), 7.31-7.23 (m, 1H), 7.18-7.13 (m, 1H), 7.11-7.06 (m, 2H), 7.06-7.03 (m, 1H), 6.98-6.94 (m, 1H),
6.05-5.99 (m, 1H), 4.52-4.44 (m, 1H), 4.38-4.30 (m, 1H), 3.26-3.23 (m, 2H), 2.40 (s, 3H), 2.23-2.14 (m, 2H),
2.11 (s, 3H), 2.04-1.89 (m, 2H), 1.72-1.61 (m, 1H), 1.60-1.48 (m, 1H).

IMpumep 230. N-((1S,3R)-3-Amunorukiorekcnn)-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5- Turu-
po-3H-1-tra-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.

SReSY

VYka3aHHOE B Ha3BaHWU COEAMHEHHUE TOJIydalll CIocoO0M, aHAJIOTUYHBIM IpuMepy 1, cTanus A, ¢ mpumMe-
HeHueM  5-(2-metmin-4-genokcudennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOooHo-
BOM KUCIIOTHI (mIpoMexyTouHoe coeaunenue 1, Bkmouas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
yerueM *S-arponousomepa) u Tper-Oytmn N-[(1R,3S)-3-amunonuknorexcun]kapbamara. MC (M3P): macca,
paccuutanHas i CogHy7NsO5S, 513,6; m/z mo pesympratam anammsa: 514,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): 6 8.45(s, 1H), 8.36-8.30 (m, 1H), 7.45-7.37 (m, 2H), 7.31-7.25 (m, 1H), 7.20-7.14 (m, 1H), 7.12-7.03
(m, 3H), 7.00-6.94 (m, 1H), 6.10-6.06 (m, 1H), 4.07-3.91 (m, 1H), 3.26-3.14 (m, 1H), 2.34-2.23 (m, 1H), 2.12
(s, 3H), 2.07-1.88 (m, 3H), 1.57-1.27 (m, 4H).

Ipumep 231. N-((1S,3S)-3-AxprraMuIOIHAKIOTeKCHI)-5-(*S)-(2-MeTrn-4-henokcudenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMUI.

SAES

VKka3aHHOE B Ha3BaHUU COCAMHCHUC TMOJyYaIn CHOC060M, AHAJIOTUYHBIM IpUMEPY l, cTagun A—B, C Ipu-
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MeHeHHeM  5-(2-metmn-4-penoxcudennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad rimien-2-kap6o-
HOBOW KHCJIOTHI (poMexxyTouHoe coenunenue 1, ximouass CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUA ¢ no-
nydeHueM *S-atpomomzomepa) u TpeT-0yTmin N-[(1S,3S)-3-amuHomnmknorexcmi|kapobamara. MC (MOP): macca,
paccunranHas s Cs HyNsO,4S, 567,7; m/z mo pesynpTaTtaMm aHanms3a: 568,2 [M+H]" 'H aMP (400 MT1,
CD;0OD): & 8,32 (d, J=5, 6 T'u, 1H), 7,45-7,35 (m, 2H), 7,31-7,24 (m, 1H), 7,21-7,14 (m, 1H), 7,11-7,02 (m, 3H),
7,01-6,92 (m, 1H), 6,39-6,18 (m, 2H), 6,06 (d, J=5, 6 I'n, 1H), 5,69-5,59 (m, 1H), 4,24-4,13 (m, 2H), 2,12 (s,
3H), 1,95-1,77 (m, 3H), 1,76-1,62 (m, 4H), 1,59-1,51 (m, 1H).

IMpumep 232. N-((1R,3R)-3-AkpuIaMHIOIMKIOTeKCHIT)-4-0KC0-5-(2-peHmmmupunnt-4-mn)-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMuI.

VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTyYall CTIOCO00M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0Kc0-5-(2-permmmupunua-4-un)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cioTel (mpomexxyTouHoe coeauHenne 20) u Tper-Oytuin N-[(1R,3R)-3-ammuormkiorekcui|kapbamara. MC
(MDP): Macca, paccuntarHas mis CooHygNeO5S, 538,6; m/z mo pesynsTatam aHammsa: 539,4 [M+H]". 'H aMP
(400 MTI'm, AMCO-d¢): 6 10,24 (s, 1H), 8,89 (d, J=5,2 'y, 1H), 8,32 (d, J=5,5 'y, 1H), 8,18- 7,93 (m, 5H), 7,54-
7,44 (m, 4H), 6,42-6,31 (m, 1H), 6,21 (d, J=5,5 I'u, 1H), 6,12-6,02 (m, 1H), 5,59-5,51 (m, 1H), 4,25-4,09(m,
2H), 1,82-1,41 (m, 8H).

Mpumep 233.  N-((1R,2R)-2-AMHHOIMKIONICHTH)-5~(4-METHI-6-()CHOKCUITUPHUIUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CITOCO0y mpumepa 166, cramuu
A-B, ¢ mpumeneHuem 5-(4-meTHI-6-heHOKCUNTUPUINH-3-1IT)-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaare-
HaTHIICH-2-KapOOHOBOM KHUCIOTH (TpoMexxkyTouHoe coenuHenue 27, Bkmouas CIIOCOB 1 XMPAJIBHOT'O
PA3AEJIEHUS ¢ nonyuennem *S-arpomonsomepa) u (1R,2R)-tpanc-N-Boc-1,2-1uknonenraninaMinaa Ha CTa-
man A. MC (M3QP): macca, paccuntannas maiust C,sHpNgOsS, 500, 6; m/z mo pesymbratam anammsa: 501,1
[M+H]". "H SIMP (400 MI'ti, CDCls): & 8,31 (dt, J=5,4, 1,3 T'u, 1H), 8,06 (s, 1H), 7,49-7,38 (m, 2H), 7,29-7,16
(m, 3H), 6,95 (s, 1H), 6,11 (d, J=10,7 'y, 1H), 6,01 (dd, J=5,3, 1,4 T'u, 1H), 4,00 (p, J=7,5 I'n, 1H), 3,46 (s, 4H),
3,18 (q, J=7,7 T'u, 1H), 2,21 (s, 3H), 2,05 (dtd, J=12,7, 7,7, 4,9 I'n, 1H), 1,76 (dddd, J=20, 6, 13,4, 9,5, 5,2 I'Ly,
2H), 1,60-1,38 (m, 2H).

Mpumep 234. N-((1R,2S)-2-AxpuinaMu1onnKIONEHTII)-4-0Kc0-5-(4-((TeTparnapo-2 S-nupan-4-ui)ox-
cu)pennn)-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenadrmieH-2-kapOoKcaMui.

SRCUT
N 7/J

o

VYka3aHHOE B Ha3BaHUH COEJAMHEHUE MOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpumepa 1, craaus A, ¢
npuMeHeHueM  S-(2-metmi-4-((terparnapo-2H-nupan-4-un)oken)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOOHOBOH KHCIOTH (mpoMexyTrouHoe coeamHenne 12) u N-[(1S,2R)-2-amuHo-
IUKJIOTICHTHI | TPOT-2-eHaMKJ{ (IIPOMEKYTOUHOE COeMHEeHUe 36) (CTaauio yaaleHus 3alUTHONW TPYHIEI ¢ HO-
momrsio HCI/MeOH we mpumensiin). MC (MDP): macca, paccuntannas mist CygHyoNsOsS, 547,6; m/z mo pe-
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3ynpTaraM aHammsa: 548,5 [M+H]".
Mpumep 235. N-((1R,3R)-3-(2-AMuHOaneTaMu10)UKIONEHTHI)-5-(2-MeTHI-4-(PeHOKCH(EHMIT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaMHUI.

@KIL

XN °

NH2

VYka3aHHOE B Ha3BaHHH COEJMHEHUE MOTydad CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npumeHernneM  N-((1R,3R)-3-amuHonmknonenTn)-5-(2-metuin-4-penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
THa-3,5,8-TpuaszaaneHadTuieH-2-kapookcamuaa (mpumep 217, mpoaykt craamun A) U 2-(Tper-OyTOKCH-
KkapOoHMIIaMuHO ))ykcycHor kucnotel. MC (MDP): macca, paccuntannas misa C,oHpgNgO4S, 556,6; m/z no pe-
3yJabTaTaMm aHanusza: 557,2 [M+H]". 'H siMP (400 MI'y, CD;0D): 6 8,31-8,24 (m, 1H), 7,42-7,36 (m, 2H), 7,29-
7,25 (m, 1H), 7,18-7,13 (m, 1H), 7,11-7,06 (m, 2H), 7,06-7,03 (m, 1H), 6,98-6,95 (m, 1H), 6,06-5,99 (m, 1H),
4,53-4,44 (m, 1H), 4,38-4,30 (m, 1H), 3,28-3,21 (m, 2H), 2,23-2,15 (m, 2H), 2,11 (s, 3H), 2,03-1,92 (m, 2H),
1,73-1,61 (m, 1H), 1,60-1,48 (m, 1H).

IMpumep 236. N-((1R,3R)-3-AmuHOIMKIONEHTHN)-5-(2-MeTHI-4-peHokcudennn)-4-okco-4,5-Turuapo-
3H-1-tuna-3,5,8-TpnazaanenadruieH-2-kapOoOKcaMu.
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CIOcO0y mpumepa 166, cramuu
A-B, ¢ npumenennemM 4-okco-5-(5-henoxcunupuaua-2-mn)-4,5-muruapo-3H-1-tua-3,5,8-Tpuazaanenad TuicH-
2-kapOOHOBO# KHUCJIOTHI (TpOMEXyTOouHOE coenuHeHue 26) u Tper-0yTmi-N- [(1R,2R)-2-aMuHOTMKIIOTeKCHII|
kapbamara. MC (MDP): macca, paccuntannas it C,;HpsNsOsS, 499, 6; m/z o pesynbpraram anammsa: 500,4
[M+H] *. "H SIMP (400 MI'u, CD;0D): & 8.15-8.09 (m, 1H), 7.41-7.34 (m, 2H), 7.22-7.18 (m, 1H), 7.16-7.00
(m, 1H), 7.11-7.05 (m, 2H), 7.04-7.02 (m, 1H), 6.98-6.94 (m, 1H), 5.89-5.83 (m, 1H), 4.56-4.47 (m, 1H), 3.80-
3.70 (m, 1H), 2.33-2.20 (m, 2H), 2.20-2.12 (m, 1H), 2.10 (s, 3H), 2.02-1.94 (m, 1H), 1.86-1.75 (m, 1H), 1.64-
1.53 (m, 1H).

Mpumep 237. N-((1R,3S)-3-Axpunamunornukiorekcun)-5-(*S)-(2-metun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MOTyYalld CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-Metni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIOTHI (IpoMexkyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIBHOT'O PA3IEJIEHUS ¢ mony4enn-
eM *S-arpormom3omepa) u ¢ mnpumeHeHHeM TpeT-OyTria-N-[(1S,3R)-3-amuHonmkorekcw|kapbamara. MC
(13P): macca, paccuntannas it Cy;HyoNsO4S, 567,7; m/z mo pe3ynpratam aHamuza: 568,2 [M+H]". 'H SIMP
(400 MI', CD;0OD): 6 8.34-8.28 (m, 1H), 7.44-7.36 (m, 2H), 7.33-7.26 (m, 1H), 7.20-7.13 (m, 1H), 7.11-7.04
(m, 3H), 6.99-6.93 (m, 1H), 6.23-6.17 (m, 2H), 6.08-6.04 (m, 1H), 5.66-5.58 (m, 1H), 4.04-3.94 (m, 1H), 3.91-
3.77 (m, 1H), 2.23-2.15 (m, 1H), 2.12 (s, 3H), 1.99-1.83 (m, 3H), 1.51-1.18 (m, 4H).

IMpumep 238. N-((1R,2S)-2-AxpraaMua0oIUKIOreKCH)-5-(*S)-(6-N301IPOIOKCH-2 -METHIITH PUANH-3-1IT)-
4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-tpuazaanenad tuiieH-2-kapOoKcaMua.
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XwupanpHas ounctka SFC (memoasmwxHas daza: Chiralpak AS-H 5 mxm 250x20 mm, monsmxkHas dasza: 70%
C0O2, 30% MeOH) N-((1R,2S)-2-axpunaMuIOIMKIOTEKCHII)-5-(6-N30PONOKCH-2-METHIITUPHINH-3-11)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-rprazaanenad ruien-2-kapookcamuaa (mpumep 211) obGecneunBana momyye-
HHUE yKka3zaHHOTO B Ha3Banuu coenuneHus. MC (MIDP): macca, paccuntannas s C,,H3oNgO,4S, 534,6; m/z no
pesynbTatam aHanmmza: 535,2 [M+H]+. 'H aMP (500 MTI';, CD;0OD): 6 8,32 (d, J=5,5 T'n, 1H), 7,58 (d, J=8,6 I'y,
1H), 6,73 (d, J=8,6 I', 1H), 6,42 (dd, J=17,0, 10,3 I'n, 1H), 6,27 (dd, J=17,0, 1,5 I'u, 1H), 6,08 (d, J=5,4 Iy,
1H), 5,67 (dd, J=10,3, 1,6 I'u, 1H), 5,39-5,30 (m, 1H), 4,42 (s, 1H), 4,17 (d, J=10,2 'y, 1H), 2,26 (s, 3H), 1,89-
1,60 (m, 6H), 1,59-1,45 (m, 2H), 1,37 (dd, J=6,1, 2,7 'y, 6H).

[Tpumep 239. N-((1R,2R)-2- AxkpuinaMHIOTHKIOTeKCHIT)-4-0KCO-5-(6-peHokcunupuann-3-min)-4,5-
murunapo-3H-1-tua-3,5,8-Tpraszaanenad tuiaeH-2-KkapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COCAWHEHHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 166, ¢ mpumMe-
HeHueM 4-okco-5-(6-peHokcunupuana-3-un)-4,5-muruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJOTHI (IpoMexyTouHoe coenuaeHue 28) u Tper-0ytmin-N- [(1R,2R)-2-amuHommKIIOTEKCHIT| KapOaMaTa Ha
cramuu A. MC (UDP): macca, paccumrannas maist CyoHysNeO4S, 554,6; m/z mo pesynbratam amamuza: 555,2
[M+H]". '"H SIMP (400 MI't, CDCLy): § 9,73 (s, 1H), 8,30 (d, J=4,8 I', 1H), 8,18 (d, J=2,7 T'u, 1H), 7,75 (td,
J=8,6, 8,1, 3,1 I'y, 1H), 7,42 (t, J=7,8 I'y, 2H), 7,20 (dd, J=19,5, 7,6 T, 3H), 7,10 (d, J=8,7 I't, 1H), 7,04-6,92
(m, 2H), 6,24 (d, J=17,1 I'u, 1H), 6,14-5,96 (m, 2H), 5,55 (dd, J=10,0, 1,6 T'n, 1H), 4,11 (q, J=7,1 T'n, 1H), 3,87
(dt, J=22,2, 10,5 I'u, 2H), 2,52 (s, 1H), 2,20 (d, J=12,0 I'y, 1H), 2,04 (s, 3H), 1,30 (dt, J=36,2, 6,5 'y, 2H).

IIpumep 240. N-((1R,3S)-3-AmunonukmonenTnn)-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5-Turum-
po-3H-1-tra-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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VYkazaHHOE B HA3BAaHUU COCTUHECHHE MTOTydalid CIoco0OM, aHAIOTHYHEIM IpuMepy 1, ctamus A, ¢ mpuMe-
HeHueM  5-(2-metnin-4-peHokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KuCIOTH (mpoMexyTounoe coenunenue 1, Bkmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
yeHueM *S-arpomousomepa) u Tper-OyTHin-N-[(1S,3R)-3-amunonuknonentun|kapdamara. MC (MOP): macca,
paccuutannas i Co7H,sNsO4S, 499.6; m/z mo pesynmpratam anammsa: 500,4 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): & 8,52 (s, 1H), 8,32 (d, J=5, 6 I'u, 1H), 7,49-7,36 (m, 2H), 7,33-7,25 (m, 1H), 7,23-7,14 (m, 1H), 7,14-
7,04 (m, 3H), 7,02-6,93 (m, 1H), 6,07 (d, J=5,5 I'u, 1H), 4,37-4,20 (m, 1H), 3,74-3,60 (m, 1H), 2,64-2,49 (m,
1H), 2,23-1,98 (m, 6H), 1,97-1,70 (m, 2H).

Mpumep 241. N-((1S,3S)-3-AneramumonukioneHTn)-5-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM COco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-MeTni-4-peHokcudenmn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIOTHI (IpoMekyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIBHOT'O PA3IEJIEHUS ¢ momy4enn-
eM *S-atpomom3omepa) u TpeT-0yTmin N-[(1S,3S)-3-aMUHOTIMKITONIEHTIIT|[KapObaMaTa Ha CTaauu A W aHTHIPHIA
ykcycHOU KUCIOTH Ha ctanuu B. MC (MOP): macca, paccuntannast aist Co,oHp7NsO,S, 541,6; m/z o pesynbra-
TaM aHamm3a: 542,5 [M+H]". 'H SIMP (400 MI'u, CD;0D): 6 8,32 (d, J=5, 1 I'u, 1H), 7,45-7,35 (m, 2H), 7,34-
7,24 (m, 1H), 7,23-7,14 (m, 1H), 7,13-7,02 (m, 3H), 7,01-6,91 (m, 1H), 6,06 (d, J=5, 0 I'y, 1H), 4,55-4,40 (m,
1H), 4,35-4,21 (m, 1H), 2,24-2,06 (m, 5H), 2,02-1,85 (m, 5H), 1,73-1,57 (m, 1H), 1,57-1,44 (m, 1H).

IIpumep 242. N-((1R,25)-2-Axpunamugorukiorekcni )-5-(*R)-(6-mUKI00y TOKCH-2 -ME THIITTUPHTAH-3 - 1T -
4-oxco-4,5-quruapo-3H-1-tua-3,5,8-tpuazaanenadtiieH-2-kapOoKcaMu
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XwupansHas SFC (menoasmxknas daza: Chiralpak AS-H 5 mxm 250%x20 MM, nonsikHas ¢asza: 70% CO,,
30% MeOH) N-((1R,2S)-2-akpriaMuI0IHKIOTeKCHIT )-5-(6-IIMKIT00Y TOKCH-2-MEe THIITHPUANH-3 -1 )-4-0KC0-4,5-
murunapo-3H-1-tua-3,5,8-Tpuazaanenad tuien-2-kapookcamuna (nmpumep 187) obecreumBana modydeHHe yKa-
3aHHOTO B Ha3BaHUU coenuHeHus. MC (MOP): macca, paccuntannas 1 C,sH30NgO4S, 546,7; m/z mo pe3ynbTa-
tam aHanusa: 547,2 [M+H]". 'H SIMP (500 MI'n, CD;OD): & 8,31 (d, J=5,2 I'u, 1H), 7,60 (d, J=8,6 I'u, 1H),
6,76 (d, J=8,6 I'i, 1H), 6,42 (dd, J=17,0, 10,2 T'n, 1H), 6,27 (dd, J=17,0, 1,5 I'n, 1H), 6,07 (d, J=5,0 I'u, 1H),
5,67 (dd, J=10,3, 1,6 T'n, 1H), 5,26-5,14 (m, 1H), 4,42 (s, 1H), 4,17 (d, J=9,3 'y, 1H), 2,54-2,45 (m, 2H), 2,25
(s, 3H), 2,21-2,10 (m, 2H), 1,91-1,61 (m, 8H), 1,59-1,45 (m, 2H).

Ipumep 243. N-((1S,3S)-3-Aneramunonukiorekcun)-5-(*S)-(2-metun-4-penokcudennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertmn-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTouHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
eM *S-arpononzomepa) u Tper-0yTn N-[(1S,3S)-3-amuHonnkiorekcuin|kapbamMara Ha CTaiud A M aleTHIIXJIIO-
puna Ha craguu B. MC (M9P): macca, paccuntannas ainst C;oH,oNsO4S, 555,6; m/z mo pe3ynbTataM aHanmsa:
556,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,32 (d, J=5,5 I'u, 1H), 7,44-7,35 (m, 2H), 7,32-7,26 (m, 1H),
7,20-7,14 (m, 1H), 7,11-7,03 (m, 3H), 7,00-6,93 (m, 1H), 6,07 (d, J=5,6 I'n, 1H), 4,20-4,07 (m, 2H), 2,12 (s,
3H), 1,97 (s, 3H), 1,92-1,81 (m, 2H), 1,77-1,66 (m, 3H), 1,64-1,48 (m, 3H).

Ipumep 244. N-((1R,3S)-3-AneramunonukiIoneHT)-5-(*S)-(2-metun-4-penoxcud enmn)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.
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VYka3zaHHOE B HA3BaHUH COCIUHCHHE MOTyYalld CIIOCOOOM, aHAJIOTHYHBIM cOoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-mertun-4-deHokcudenmn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJOTHI (TpoMexyTouHoe coeaunenue 1, Bktouas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
eM *S-atpormom3omepa) u TpeT-0yTuin N-[(1S,3R)-3-aMuHOTIMKIIOIEHTIIT|[KapOamMaTa Ha CTaTuu A U YKCYCHOTO
anrunpuna Ha cranuu B. MC (MOP): macca, paccuntannas 1 C,oH»7Ns504S, 541,6; m/z no pe3ynbratam aHa-
mmza: 542,5 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,30 (d, J=5, 6 T'u, 1H), 7,48-7,36 (m, 2H), 7,33-7,25 (m,
1H), 7,22-7,14 (m, 1H), 7,13-7,03 (m, 3H), 7,00-6,92 (m, 1H), 6,05 (d, J=5,6 I'u, 1H), 4,41-4,24 (m, 1H), 4,20-
4,04 (m, 1H), 2,54- 2,35 (m, 1H), 2,12 (s, 3H), 2,08-1,95 (m, 2H), 1,93 (s, 3H), 1,84-1,65 (m, 2H), 1,61-1,49 (m,
1H).
IIpumep 245. N-((18S,35)-3-(2-(AnmeTHIaMUHO )alle TAMUIO ) ITHKJIOTICHTHT )-5-(2-Me T4 -(heHOKC U SHIIT ) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpnazaanenad TriaeH-2-kapOOKCaMUI.
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Cramus A. N-((1S,3S)-3- AMUHOIUKIIONICHTHN )-5-(2-MeTHI-4-heHokcudeHmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaaneHad TuieH-2-KapOoKcaMuI. YKa3aHHOE B HA3BAaHWH COCTUHEHHE IMOJIyJalii CIIocOOOM, aHa-
JOTUYHBIM TipuMepy 1, ctamus A, ¢ mpuMeHeHueM S-(2-metmin-4-penoxcudennn)-4-okco-4,5-quruapo-3H-1-
tHa-3,5,8-TprazaaneHadTiiieH-2-kapOOHOBOH KHCIOTHL (NMIPOMEXYyTOdHOE coequHeHne 1) u Tper-OyTtmim N-
[(1S,3S)-3-aMHHONIIMKIIONICHTHI [KapOaMaTa.

Cramus B. N-((1S,3S)-3-(2-([AumeTnnaMiHO )alle TaMu 10 ) IUKJIOTIEHTII)-5-(2-MeTni-4-(h eHOKcup e HIIT ) -4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaaneHad TineH-2-kapookcaMul. YKa3aHHOC B HAa3BaHUHM COCIUHCHHC
HOJTydaJli crioco0OM, aHaJIOTHYHEIM npuMepy 1, craaus A, ¢ npumenenreM N-((1S,3S)-3-aMIHOIMKIIOIEHTHI)-
5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad runen-2-kapookcamuna u 2-
(mameTtnnamuHO)ykcycHo# kucnotel. MC (MOP): macca, paccumrannas mns C; H3;NgO4S, 584,7; m/z no pe-
3ynpTaraM aHanmsa: 585,2 [M+H]'. 'H SIMP (400 MTI', CD;OD): 6 8,41 (s, 1H), 8,32 (d, J=5,5 I'u, 1H), 7,46-
7,35 (m, 2H), 7,34-7,23 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,02 (m, 3H), 7,00-6,93 (m, 1H), 6,07 (d, J=5, 6 I',
1H), 4,58-4,43 (m, 1H), 4,43-4,30 (m, 1H), 3,48 (s, 2H), 2,64 (s, 6H), 2,26-2,14 (m, 2H), 2,12 (s, 3H), 2,05-1,89
(m, 2H), 1,75-1,46 (m, 2H).

IIpumep 246. 5-(2-Metmin-4-penoxcndennn)-N-((1S,3S)-3-(2-(MeTrIaMUHO )alle TAMHUJI0 ) ITTKITOTTEHTHIT )-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/T.
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Yka3zaHHOE B Ha3BaHUH COCTUHCHUE TOIyYaln CIOcOO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, craaus A, ¢
npumenenneM  N-((1S,3S)-3-amuHOIMKIIONIEHTH )-5-(2-MeTHI-4-(heHokcupenmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaaneHadTuieH-2-kapookcamuaa (mpumep 245, mpoaykt craauun A) U 2-(Tper-OyTOKCH-
KapOoHMI(MeTHIT)aMUHO )ykcycHOU KucioTel. MC (MOP): macca, paccuntannas mist C;oHzoNgO4S, 570,7; m/z
1o pesysbTatam amamusa: 571,5 [M+H]". 'H SIMP (400 MI't, CD;0D): & 8,43 (s, 1H), 8,33 (d, J=5,5 'y, 1H),
7,45-7,35 (m, 2H), 7,34-7,25 (m, 1H), 7,23-7,12 (m, 1H), 7,10-7,01 (m, 3H), 7,00-6,92 (m, 1H), 6,07 (d, J=5, 6
I'm, 1H), 4,57-4,43 (m, 1H), 4,40-4,26 (m, 1H), 3,70 (s, 2H), 2,69 (s, 3H), 2,27-2,13 (m, 2H), 2,12 (s, 3H), 2,04-
1,90 (m, 2H), 1,71-1,47 (m, 2H).

IMpumep 247. N-((1S,35)-3-Amunorukiorekcnn)-5-(*S)-(2-metnin-4-penokcudenmn)-4-okco-4,5- Turu-
po-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapOoKcaMuI.
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SRYSY

VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KUCIOTHI (TIpoMekyTouHoe coenunenue 1, Bkimouas CIIOCOB 1 XMPAJIBHOI'O PA3AEJIEHUSA ¢
noixydyenneM *S-atporonzomepa) u TpeT-0yTHin-N-[(1S,3S)-3-amunonnkiorekcuin|kapbamara BMECTO TpeT-
oyTun-((1S, 4S)-4-amuHONMKIIOTeKCIT )kapOoamaTa Ha ctanuu G (400 mr). MC (MDP): macca, paccunTaHHas s
C,sH,7N505S, 513, 6; m/z mo pesyneratam aHamusa: 514,2 [M+H]". 'H sIMP (400 MI', CD;0D): 6 8,03 (d,
J=5,7I'n, 1H), 7,42-7,33 (m, 2H), 7,19-7,11 (m, 2H), 7,10-7,06 (m, 2H), 7,05-7,00 (m, 1H), 6,97-6,90 (m, 1H),
5,75 (d, J=5,2 T'n, 1H), 4,36-4,27 (m, 1H), 3,23-3,13 (m, 1H), 2,11 (s, 3H), 2,02-1,94 (m, 1H), 1,85-1,63 (m,
5H), 1,59-1,52 (m, 1H), 1,32-1,23 (m, 1H).

IIpumep 248. 5-(3-Xnop-4-perokcudennn)-N-((1S,3R)-3-((E)-4-(mumeTnnaMuH0 )0y T-2-€HAMHUIO0 JITUKIIO-
neHTm)-4-0kco-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaarnenadTaneH-2-kapOookcaMuI.
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Cramus A. N-((1S,3R)-3-AMUHOIMKIONEHTHN )-5-(3-X10p-4-heHokcudenmn)-4-oxco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadriieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWUM COEIMHEHHE TOJTydal criocoOoM, aHa-
JIOTUYHBIM crocoOy mpumepa 1, craaus A, ¢ npuMeHeHneM 5-(3-xiop-4-dpeHokcudenmn)-4-oxco-4,5-nuruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoHOBOH KHCIOTHI (mpuMep 137, mpoaykt craauu A) U Tper-OyTHII-
N- [(1IR, 3S)-3-aMHHOIIMKIIOTIEHTHII |[KapOaMaTa.

Cramus  B. 5-(3-Xnop-4-¢penoxcnpenmn)-N-((1S,3R)-3-((E)-4-(qumeTrnaMun0 )0y T-2-eHaMU10 ) LIUKJIIO-
neHTI)-4-0kco-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenaduneH-2-kapobokcaMu. YKa3aHHO€ B Ha3BaHUHU
COEIMHEHHE MOJTYJalld CIIOCO00M, aHAIOTHYHBIM criocoOy mpumepa 1, ctanus A, ¢ mpumeneruem. N-((1S,3R)-
3-aMHUHOTIMKIIONIEHTIIT)-5-(3-Xmop-4-heHokcupennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rprazaaneHad TrreH-
2-kap6okcamua u (E)-4-(numeTnnamMuHO)OyT-2-€HOBOH KHCIIOTHI, TpuueM 0e3 ynajeHus 3alUTHOW TPYIIIBI C
nomornisio HCI/MeOH. MC (M3P): macca, paccaurannas mist C;,H3 NgO4S, 631,1; m/z o pesynbraTtam aHaIH-
3a: 631,2 [M+H]". '"H SIMP (400 MI'u, CD;0D): & 8,18-8,12 (m, 1H), 7,58-7,53 (m, 1H), 7,42-7,36 (m, 2H),
7,31-7,25 (m, 1H), 7,18-7,12 (m, 2H), 7,08-7,04 (m, 2H), 6,78-6,68 (m, 1H), 6,16-6,09 (m, 1H), 6,08-6,01 (m,
1H), 4,42-4,33 (m, 1H), 4,28-4,20 (m, 1H), 3,11-3,06 (m, 2H), 2,46-2,37 (m, 1H), 2,21 (s, 6H), 2,11-1,96 (m,
2H), 1,92-1,84 (m, 1H), 1,83-1,74 (m, 1H), 1,73-1,64 (m, 1H).

[Mpumep 249. 5-([1,1'-budennn]-3-nm)-N-((1R,2S)-2-amuHonmknonenTn)-4-okco-4,5-muruapo-3H-1-tua-
3,5,8-TpuazaarenadTrineH-2-kapOoKCcaMHI.
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VYka3aHHOE B Ha3BaHWU COEAMHEHHUE TOJIydalll CIocoOOM, aHAJIOTUYHBIM IpuMepy 1, cTanus A, ¢ mpumMe-
HeHueM 5-([1,1'-6ndenmn]-3-mn)-4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-TpnazaanenadruneH-2-kapOOHOBOH  KH-
cJIoTHl (TIpoMexyTouHoe coequHeHne 19) m Tper-Oytmn-N-[(1S,2R)-2-amuHonukionenTmialkapbamara. MC
(U3P): macca, paccuntanHas it CysHyzNsO,S, 469,6; m/z mo pesynpratam ananusa: 470,4 [M+H]". 'H SIMP
(400 MI'y, CD;0D): & 8,16-8,11 (mz, 1H), 7,79-7,74 (m, 1H), 7,68-7,63 (m, 3H), 7,62-7,57 (m, 1H), 7,46-7,41
(m, 2H), 7,38-7,29 (m, 2H), 6,05-6,01 (m, 1H), 4,52-4,44 (m, 1H), 3,62-3,56 (m, 1H), 2,18-2,08 (m, 2H), 1,97-
1,81 (m, 2H), 1,77-1,61 (m, 2H).

Ipumep  250.  5-(*S)-(2-Metun-4-henoxcudennn)-N-((1R,3S)-3-(2-(MeTrIaMuHO )alie TAMHUI0 )ITHKIIO-
rexcuin)-4-okco-4,5-nquruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kapOOKCaMHII.
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Cramus A. N-((1R,3S)-3-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
AHAJIOTUYHBIM TIpuMepy 1, ctagus A, ¢ mpuMeHeHueM 5-(2-MeTnin-4-penokcupennn)-4-okco-4,5-nqurunpo-3H-
1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOOHOBOM KUCIOTHI (ITpoMexyTouHoe coequnenue 1, Bkirogas CIIOCOB
1 XWPAJIBHOI'O PA3JIEJIEHUSA c¢ mnomydeHuem *S-atpomomsomepa) u  Tper-Oytmin-N-[(1S,3R)-3-
AMHMHOIMKJIOTeKCHII |KapOamara.

Cranus B. 5-(*S)-(2-Metun-4-¢penoxcupennn)-N-((1R,3S)-3-(2-(MeTninaMiHO JanieTaMu 10 ) TUKJIOTEKCHIT) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadtrieH-2-kapOokcamMua. YKa3aHHOE B Ha3BaHUHU COCIMHCHHE
TOJTyJajIl CIIOCOO0M, aHATIOTHYHBIM IpuMepy 1, cragus A, ¢ mpumenenneM N-((1R,3S)-3-aMUHOITMKIOTEKCHIT)-
5-(*S)-(2-meTnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-tpuazaanenad tuineH-2-kapOokcamuga
n 2-[TpeT-0yToKCHKapOOHMI(METHI)aMUHO [ykcycHoW kucioTel. MC (MDP): macca, paccuuTaHHas st
C3H3,N40,S, 584,7; m/z no pesynbratam aanmsa: 585,2 [M+H]'. 'H sIMP (400 MTI';, CD;0D): & 8,45 (s, 1H),
8,35-8,29 (m, 1H), 7,44-7,35 (m, 2H), 7,31-7,24 (m, 1H), 7,20-7,13 (m, 1H), 7,11-7,04 (m, 3H), 6,99-6,93 (m,
1H), 6,10-6,04 (m, 1H), 4,04-3,91 (m, 1H), 3,88-3,73 (m, 1H), 3,66 (s, 2H), 2,67 (s, 6H), 2,23-2,15 (m, 1H),
2,12 (s, 3H), 1,99-1,83 (m, 3H), 1,53-1,18 (m, 4H).

Mpumep 251. N-((1R,3S)-3-(2-AmuHOAaIETAMHUIO )ITUKIOTeKCHN)-5-(*S)-(2-MeTmin-4-penokcudenmn)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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VYka3aHHOE B Ha3BaHUH COEAMHEHUE MOTydann CIIocoOOM, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, craaus A, ¢
npumenenneM  N-((1R,3S)-3-amunonmkiorekcuna)-5-(*S)-(2-merun-4-dpeHoxcudenmn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpnazaanenadrunen-2-kapookcamuaa (nmpumep 250, npoxaykt cramum A) u  2-(Tper-
OyTokcukapOoHMIaMHHO)yKcycHOU KucinoTel. MC (MUBP): macca, paccuurannas mist C;oH3;oNgO,S, 570,7; m/z
10 pe3ynbTaTaMm aHanmm3a: 571,2 [M+H]". 'H aMP (400 MTI'i, CD50D): o 8,38 (s, 1H), 8,34-8,30 (m, 1H), 7,43-
7,36 (m, 2H), 7,31-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,10-7,03 (m, 3H), 6,99-6,93 (m, 1H), 6,10-6,05 (m, 1H),
4,05-3,90 (m, 1H), 3,88-3,75 (m, 1H), 3,60 (s, 2H), 2,22-2,15 (m, 1H), 2,12 (s, 3H), 1,98-1,83 (m, 3H), 1,52-
1,13 (m, 4H).

Mpumep 252. N-((1R,3S)-3-(2-(umeTnnaMrHO )alieTaMH10 )IIMKIIOT eKCH )-5-(*S)-(2-meTnin-4-dpenoxcn-
(dhennn)-4-okco-4,5-muruapo-3H-1-tua-3,5, 8-rpuazaanenadrrieH-2-kapObokcaMu.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npumenenreM N-((1R,3S)-3-amunormkinorexcun)-5-(*S)-(2-metmn-4-penokcndennin)-4-okco-4,5-quruapo-3H-
1-tna-3,5,8-rpnazaanenadgtuinen-2-kapookcamuna (nmpumep 250, mpoaykrt cramuu A) ©u 2-(TUMETHII-
amMuHO)ykcycHas kucimora. MC (UDP): macca, paccunrannas anst Cs;pH34NgO,S, 598,7; m/z mo pesymbTatam
anammza: 599,2 [M+H]". 'H SIMP (400 MI', CD;OD): & 8,35 (s, 1H), 8,34-8,29 (m, 1H), 7,44-7,35 (m, 2H),
7,32-7,26 (m, 1H), 7,20-7,13 (m, 1H), 7,10-7,03 (m, 3H), 6,99-6,93 (m, 1H), 6,10-6,04 (m, 1H), 4,03-3,91 (m,
1H), 3,87-3,73 (m, 1H), 3,56 (s, 2H), 2,69 (s, 6H), 2,21-2,15 (m, 1H), 2,12 (s, 3H), 1,98-1,82 (m, 3H), 1,49-1,16
(m, 4H).

Mpumep 253. N-((1R,3S)-3-Aneramunonuriiorekcun)-5-(*S)-(2-metun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHHUE MOJy4aId CIIOCOO0M, aHAIOTUYHBIM crioco0y npumepa 1, ctagus B, ¢
npumenerneM N-((1R,3S)-3-amuHonuknorekcmn)-5-(*S)-(2-metnin-4-penokcnpennn)-4-oxco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad tunen-2-kapookcamunaa (npumep 250, IpoayKT ctaauu A) U yKCyCHOTO aHTHIpPHUJA.
MC (M3P): macca, paccuntanHas 11 CsoHxNsO,4S, 555,6; m/z mo pe3ymbTaTaM aHanmsa: 556,2 [M+H]". 'H
SMP (400 MTI'u, CD;0D): 6 8.35-8.29 (m, 1H), 7.44-7.35 (m, 2H), 7.32-7.26 (m, 1H), 7.19-7.12 (m, 1H), 7.11-
7.04 (m, 3H), 6.99-6.93 (m, 1H), 6.09-6.04 (m, 1H), 4.02-3.91 (m, 1H), 3.80-3.67 (m, 1H), 2.17-2.07 (m, 4H),
1.95-1.84 (m, 6H), 1.51-1.37 (m, 1H), 1.35-1.26 (m, 2H), 1.21-1.07 (m, 1H).

IIpumep 254. N-((1R,2S)-2-AMuHOIMKIONEHTH)-5-(*S)-(4-MeTHII-2 - EHOKCUTTUPUMUATUH-S5-11IT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad e H-2-kapOookcaMua.

VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CIOCO0y mpumepa 166, cramuu
A-B, ¢ mpumenenuem 5-(4-meTwi-2-heHOKCUTHUPUMUAIUH-5-11)-4-0kco-4,5-nurunpo-3H-1-tra-3,5,8-tpuaza-
areHaTHIICH-2-KapOOHOBOM KUCIIOTHI (TpoMexyTounoe coenuHenue 13, Bkmodas CITOCOB 1 XUPAJIBHO-
I'O PA3AEJIEHUS ¢ momydenmem  *S-atpomomsomepa) wu  Tper-Oytun  ((1S,2R)-2-amMuHOIIUKIIO-
neHTm)kapbamara Ha craquu A. MC (UOP): macca, paccuntannas st CpsHy3N503S, 501,6; m/z o pesynbra-
tam asammsa: 502,0 [M+H]". 'H SIMP (500 MTI';, CD;0D): & 8,57 (s, 1H), 8,51 (d, J=5,9 I'n;, 1H), 7,50-7,42 (m,
2H), 7,32-7,27 (m, 1H), 7,27-7,24 (m, 2H), 6,50 (d, J=6,0 I'n, 1H), 4,50 (q, J=6, 6 T'u, 1H), 3,78 (q, J=6,9 I'ny,
1H), 2,34 (s, 3H), 2,23-2,13 (m, 2H), 2,05-1,91 (m, 2H), 1, 84-1,72 (m, 2H).

IMpumep 255. N-((1R,2R)-2-AmuHornmkinorekcmin)-5-(*S)-(4-MeTHII-6 - e HOKCUITUPHUTUH- 3 -111 ) -4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CIOCO0y mpumepa 166, cramuu
A-B, ¢ mnpumenenneM 5-(4-MeTHI-6-(eHOKCUTTMPUINH-3-1)-4-0kc0o-4,5-nurunpo-3H-1-tra-3,5,8-tpuaza-
arieHa() THIICH-2-KapOOHOBOH KUCIOTHI (mpoMexyTouHoe coemurenue 27, pkmodas CIIOCOB 1 XUPAJIBHO-
'O PA3JIEJIEHUSA ¢ nomyuenmem  *S-arpomomsomepa) u  Tper-OyTi-((1R,2R)-2-amuHommkm0-
rekcmin)kapoamata. MC (MDP): macca, paccunrannas mist Cy;HysNgO3S, 514,6; m/z o pesynbraTtaMm aHanmu3a:
515,1 [M+H]". "H SIMP (500 MI'u, CDCl5): & 8,19 (d, J=5,3 I'n, 1H), 8,13 (s, 1H), 7,47-7,39 (m, 2H), 7,28-7,16
(m, 3H), 7,06 (s, 1H), 6,93 (s, 1H), 5,87 (s, 1H), 4,68 (s, 4H), 3,71 (d, J=10,6 I'u, 1H), 3,46 (s, 2H), 2,74 (s, 1H),
2,21 (s, 3H), 2,07 (dd, J=14,0, 10,0 'y, 2H), 1,39-1,30 (m, 2H), 1,16 (s, 1H).

IMpumep 256. N-((1R,2R)-2-AmunonunkinoneHTni)-5-(*S)-(4-meTuin-2-heHOKCUITUPUMHUINH-5-11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaAMHUT.
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CITOCO0y mpumepa 166, cramuu
A-B, ¢ mpumenenuem 5-(4-meTwi-2-heHOKCUTHUPUMUAIUH-5-11)-4-0kco-4,5-nurunpo-3H-1-tra-3,5,8-tpuasa-
areHaTHIICH-2-KapOOHOBOM KUCIIOTHI (TpoMexyTounoe coenuHenue 13, Bkmodas CITOCOB 1 XUPAJIbHO-
'O PA3JAEJIEHUS ¢  momydenumeM  *S-atpomom3omepa) u  Tper-Oytun  N-[(1R,2R)-2-amu-
HOUMKJIONeHTWI |[kapOamara Ha ctaguu A. MC (UDP): macca, paccuntannas mist C,sHy3N,O5S, 501,6; m/z o
pe3ymnpTaTaM aHammsa: 502,0 [M+H]". 'H samP (400 MTI', CD;0OD): 6 8,55-8,45 (m, 1H), 8,24-8,13 (m, 1H),
7,50-7,37 (m, 2H), 7,32-7,19 (m, 3H), 6,11-6,00 (m, 1H), 4,28-4,15 (m, 1H), 3,58-3,44 (m, 1H), 2,33-2,17 (m,
5H), 1,94-1,81 (m, 2H), 1,79-1,61 (m, 2H).

Mpumep 257. N-((1R,2S)-2-AmuHonukinorekcun)-4-okco-5-(6-penoxkcunmpuana-3-mn)-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TrineH-2-kapooKkcaMuI.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npuMeHeHneM 4-okco-5-(6-penokcunmpuann-3-nn)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kap6o-
HOBOI KHCIOTHI (MIpoMexkyTodHOe coenuHenue 28) u tper-0ytun N-[(1S,2R)-2-aMuHOIIMKIIOTEKCHIT |KapOamara
U C UCTOJIb30BaHUEM JIUH30IPONMIITHIAMIHA BMecTo TpuMeTriaamuua. MC (MUOP): macca, paccunTanHas uis
Cy6H4N6O5S, 500, 6; m/z mo pesynbraram aHammza: 501,1 [M+H]+. 'H aMmp (500 MI'u, CDCls): 6 8,26 (q,
J=5,9, 5,4 ', 3H), 8,15 (s, 1H), 7,81 (d, J=7,3 I'u, 1H), 7,67 (d, J=8,6 I'u, 1H), 7,49-7,41 (m, 4H), 7,30-7,18 (m,
2H), 7,12 (dd, J=15,5, 8,7 I'y, 2H), 6,45 (s, 2H), 6,12-6,04 (m, 2H), 3,21 (s, 1H), 1,73-1,37 (m, 4H), 1,21 (t,
J=7,0 Ty, 1H).

IMpumep 258. N-((1S,2R)-2-AneTaMuIOITUKIONEHTII)-4-0KC0-5-(2-pernnmupuaua-4-mi)-4,5-muruapo-

3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMul.
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Yka3zaHHOE B HA3BaHUH COCIAWHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM COco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0KCc0-5-(2-permmmupunua-4-un)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBON KH-
cloTel (TIpoMekyTouHoe coemuHeHue 20) w ¢ wucmonb3oBaHueM TpeT-OyTwi-N-[(1R,2S)-2-aMmuHo1MKI0-
MeHTIT|KapbaMarta Ha cTanud A W ykcycHoro anruapuna U DMAP nHa craguun B. MC (MOP): macca, paccumn-
tauHas st C,7H,4N¢O;S, 512,6; m/z o pesynpratam anammsa: 513,5 [M+H]". 'H smMP (400 MI', CD;0OD): &
8,86 (d, J=5, 1 I'u, 1H), 8,31 (d, J=5,2 I'y, 1H), 8,14-7,95 (m, 3H), 7,60-7,38 (m, 4H), 6,30 (d, J=5, 6 I'u, 1H),
4,43-4.25 (m, 2H), 2,10-1,81 (m, 6H), 1,79-1,51 (m, 3H).

[Tpumep 259. N-((18,3S)-3- AmunoruknoneHTn)-5-(*S)-(2-metun-4-penoxcudennn)-4-okco-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHWU COEAMHEHHUE TOJIydalll CrIoco0OM, aHaJIOTUYHBIM IpuMepy 1, cTanus A, ¢ mpumMe-
HeHueM  5-(2-metuin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadraneH-2-kapOooHo-
BOH KucIOTH (mpoMexyrounoe coenuuenue 1, Bkmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
geHueM *S-atporom3omepa) U TpeT-OyTmir N-[(1S,3S)-3-amunonuknonenTmi|kapoamara. MC (MDP): macca,
paccunranHas s C,7HysNsOsS, 499,6; m/z mo pesynsTatam aHanmsa: 500,3 [M+H]™ 'H aMP (400 MTI,
CD;0D): & 8,49 (s, 1H), 8,33 (d, J=5, 6 T'u, 1H), 7,47-7,36 (m, 2H), 7,33-7,25 (m, 1H), 7,22-7,13 (m, 1H), 7,12-
7,03 (m, 3H), 7,02-6,92 (m, 1H), 6,08 (d, J=5,5 I', 1H), 4,62-4,47 (m, 1H), 3,88-3,70 (m, 1H), 2,39-2,19 (m,
2H), 2,16-2,03 (m, 5H), 1,83-1,57 (m, 2H).

IMpumep 2 60. N-((1R,2S)-2-AMuHormkIorekcmn)-4-okco-5-(2-penmnmupuann-4-nn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TriieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TIOJIyYall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM 4-0Kkco-5-(2-penmmmupunun-4-un)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadtuiaeH-2-kapOOHOBOH  Ku-
ciotel (mpoMexxyrounoe coenunenue 20) u Tper-Oytmir N-[(1S,2R)-2-amuHonmkinorekcun|kapbamara. MC
(U3P): macca, paccuntanHas it CysHyuNgO,S, 484,6; m/z mo pe3ynpratam aHanmuza: 485,2 [M+H]". 'H SIMP
(400 MI'm, CD;0OD): & 8,83-8,78 (m, 1H), 8,14-8,09 (m, 1H), 8,03-7,99 (m, 2H), 7,92-7,89 (m, 1H), 7,51-7,44
(m, 3H), 7,42-7,39 (m, 1H), 6,13-6,10 (m, 1H), 4,47-4,42 (m, 1H), 3,42-3,35 (m, 1H), 1,92-1,69 (m, 6H), 1,62-
1,55 (m, 1H), 1,51-1,42 (m, 1H).

Mpumep 261. N-((1R,3S)-3-AmuHonukinorekcnn)-5-(*S)-(2-metun-4-penoxcudennin)-4-okco-4,5-muru-
po-3H-1-tra-3,5,8-tpuazaanenadtuneH-2-kapOokcaMuI.
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VYkazaHHOE B HA3BaHUU COCTUHECHHE MTOTydald cCIoco0OM, aHAIOTHYHEIM IpuMepy 1, ctamus A, ¢ mpuMe-
HeHueM  5-(2-metuin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOM KUCIIOTHI (mpoMexyTouHoe coeaunenue 1, Bkmouas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUA ¢ momy-
yeHueM *S-arponomsomepa) u Tper-Oytmn N-[(1S,3R)-3-amunonmknorexcun]kapbamara. MC (M3OP): macca,
paccuutannas i CogHy7NsO5S, 513,6; m/z mo pesympratam anammsa: 514,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): & 8,47 (s, 1H), 8,36-8,30 (m, 1H), 7,43-7,36 (m, 2H), 7,30-7,24 (m, 1H), 7,20-7,13 (m, 1H), 7,10-7,03
(m, 3H), 6,99-6,93 (m, 1H), 6,11-6,04 (m, 1H), 4,05-3,93 (m, 1H), 3,25-3,16 (m, 1H), 2,33-2,23 (m, 1H), 2,12
(s, 3H), 2,06-1,91 (m, 3H), 1,57-1,31 (m, 4H).

Mpumep 262. N-((1R,2S)-2-AmunonuxnoneHTnn)-5-(*R)-(4-u3onpomnokcu-2-metmindenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5, 8-tpuazaarneHadTiiieH-2-KapOOKCaMIT.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOTydann CIIocoOOM, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, craaus A, ¢
npuMeHeHneM 5-(4-usonpornokcu-2-mMetwidenun)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaanenadineH-2-
KapOOHOBOH KHCIOTHI (mpoMexxyrouHoe coeamHenue 31, Bkmouas CIIOCOB 1 XWPAJIBHOI'O PA3/IEJIE-
HUA ¢ nmomydenmem *R-arponomsomepa) m Tper-Oytmir N-[(1S,2R)-2-amunonmknonenT|kapbamara. MC
(U3P): macca, paccuntannas it CyHy7NsO3S, 465,6; m/z mo pesynpratam aHanuza: 466,2 [M+H]". 'H SIMP
(400 MI'y, CD;0OD): 6 8,46 (s, 1H), 8,33-8,29 (m, 1H), 7,24-7,18 (m, 1H), 7,00-6,89 (m, 2H), 6,06-6,01 (m,
1H), 4,71-4,61 (m, 1H), 4,51-4,42 (m, 1H), 3,80-3,70 (m, 1H), 2,22-2,09 (m, 2H), 2,04 (s, 3H), 2,01-1,85 (m,
2H), 1,83-1,65 (m, 2H), 1,38-1,31 (m, 6H).

IMpumep 263. N-((1R,2S)-2-AMuHOIHKIONEHTH )-4-0KCc0-5-(2-henmmmupuanna-4-un)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE MOTydaln CIIocoO00OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM  4-okco-5-(2-penunmupuana-4-mn)-4,5-nqurunpo-3H-1-tua-3,5,8-rpuazaanenad ruiien-2-kap6o-
HOBOM KHCJIOTHI (IpoMeskyTouHoe coequHenne 20) u TpeT-0ytun N-[(1S,2R)-2-amMmuHonmkIoneHTw |[Kapbamara.
MC (M3P): macca, paccuntanHas 111 C,sH»NeO,S, 470,5; m/z mo pesymbraTaM aHammsa: 471,3 [M+H]". 'H
SMP (400 MI'n, CD;0OD): & 8,81 (d, J=5,3 I'y, 1H), 8,12 (d, J=5, 6 I'n, 1H), 8,07-7,96 (m, 2H), 7,94-7,89 (m,
1H), 7,55-7,36 (m, 4H), 6,11 (d, J=5,7 I'n, 1H), 4,61-4,46 (m, 1H), 3,70-3,58 (m, 1H), 2,26-2,05 (m, 2H), 2,01-1,
61 (m, 4H).

IIpumep 264. N-((1R,2R)-2-Axpunamugonukiorekcui)-5-(*R)-(4-u3onpomnokcu-2-MeTuapeHm)-4-0Kco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaMHUI.

ARG UIEA
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MTOTyYalld CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 5-(4-m3ompornokcu-2-MeTuideHmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadraneH-2-kapOboHo-
BOH KUCIOTHI (mpoMexyTounoe coeaunenne 31, Bkmouas CIIOCOBb 1 XUPAJIBHOI'O PA3JAEJIEHUS ¢ no-
nydenueMm *R-arponounsomepa) u Tpet-0yTrn N-[(1R,2R)-2-amuHonukmorekcnn |kapbamara. MC (MOP): macca,
paccunranHas s C,gHy NsO,4S, 533,6; m/z mo pesynsTatam aHanmsa: 534,2 [M+H]" 'H aMP (400 MTIn,
CD;0D): 6 8,32-8,24 (m, 1H), 7,22-7,15 (m, 1H), 7,00-6,94 (m, 1H), 6,94-6,86 (m, 1H), 6,21-6,16 (m, 2H),
6,03-5,98 (m, 1H), 5,62-5,55 (m, 1H), 4,70-4,61 (m, 1H), 3,91-3,81 (m, 2H), 2,10 (s, 3H), 2,07-1,96 (m, 2H),
1,84-1,76 (m, 2H), 1,50-1,36 (m, 4H), 1,36-1,32 (m, 6H).

IMpumep 265. N-((1R,2S)-2-AmuHonukioneHTmn)-4-okco-5-(6-penokcummpuana-3-mn)-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad TrineH-2-kapooKkcaMuI.
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VYkazaHHOE B Ha3BaHUH COCTUHEHHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIPUMEHEHUEM  OKCO-5-(6-heHokcunmupuana-3-mn)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOW KHCJIOTHI (IIPOMEXyTOUHOEe coenuHenue 28) u tpeT-0ytun-((1S,2R)-2-amuHonmkIoneHTII1) Kapbamara.
MC (M3P): macca, paccuntanHas 111 C,sH»NeOsS, 486,6; m/z mo pesymbraTaM aHanmmsa: 486,9 [M+H]". 'H
SAMP (500 MTI'n, Xmopodopm-d) d 8,27 (s, 1H), 8,03 (s, 1H), 7,45 (td, J=7,3, 1,6 T'u, 2H), 7,30-7,18 (m, 2H),
7,11 (d, J=8,7 I'u, 2H), 6,82-6,56 (m, 3H), 6,12 (s, 1H), 4,16 (s, 2H), 3,52-3,44 (m, 2H), 1,84-1,61 (m, 4H), 1,56-
1,46 (m, 2H).

IMpumep 266. N-((1R,2S)-2-Axpunamugonukiiorekcui)-5-(*R)-(6-1Mkn00yTokcH-4-Me THITHPHANH-3 -1IT) -
4-oxco-4,5-qurunpo-3H-1-tua-3,5,8-tpuazaanenad TrineH-2-kapOOKCaMUI.
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XupanbHoe pasnenenne (xupanbHas SFC (memonBmkHas ¢aza: Chiralpak AS-H 5 mxm 250x20 mwm, moa-
BmkHas ¢aza: 70% CO,, 30% MeOH) N-((1R,2S)-2-akpuiaaMuAOIUKIOTEKCHII)-5-(6-IUKI00yTOKCH-4-
METWIMUPHUIUH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadtunen-2-kapobokcamuaa (mpumep 183)
oOecrieunBana TOJXYYCHHUEC YKa3aHHOTO B HasBaHumu coemuHeHus. MC (MOP): wmacca, paccuuTaHHas s
CysH30NgO,S, 546,7; m/z o pesynsraTam anammsa: 547,2 [M+H]'. 'H ssmMP (400 MI'y, CD;0D): & 8,32 (d,
J=5,5Tn, 1H), 8,04 (s, 1H), 6,84 (s, 1H), 6,48-6,38 (m, 1H), 6,28 (dd, J=17,0, 1,8 I'y, 1H), 6,09 (d, J=5,5 I'my,
1H), 5,67 (dd, J=10,2, 1,9 'y, 1H), 5,25-5,12 (m, 1H), 4,47-4,37 (m, 1H), 4,17 (d, J=10,3 T'm, 1H), 2,54-2,43 (m,
2H), 2,23-2,09 (m, 5H), 1,91-1,63 (m, 8H), 1,60-1,46 (m, 2H).

IIpumep 267. N-((1R,2S5)-2-AMuHOIHUKIOTICHTHI )-4-0KC0-5-(4-henmmmupuann-2-un)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOTydann CIIocoOOM, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, craaus A, ¢
npuMeHeHneM  4-okco-5-(4-penunmupuana-2-nmn)-4,5-aguruapo-3H-1-tua-3,5,8-rpuazaanenad ruiien-2-kap6o-
HOBOW KHCIIOTHI (TTpoMexyTouHoe coenunenue 21) u tper-0ytun-N-[(1S,2R)-2-amuHonukIonenTi |kapdamara.
MC (U3P): macca, paccuntanHas aisi CpsHpNeO,S, 470,5; m/z o pesynpratam anaimsa: 471,1 [M+H]". 'H
SIMP (400 MI'y, CD;OD): & 8,73-8,67 (m, 1H), 8,42(s, 1H), 8,36-8,29 (m, 1H), 7,93-7,87 (m, 2H), 7,85-7,78
(m, 2H), 7,56-7,48 (m, 3H), 6,27-6,23 (m, 1H), 4,52-4,44 (m, 1H), 3,80-3,69 (m, 1H), 2,22-2,08 (m, 2H), 2,04-
1,85 (m, 2H), 1,81-1,68 (s, 2H).

IMpumep 268. N-((1R,2R)-2-T'uapoxcumukionenTun)-4-okco-5-(2-penunmupuana-4-nmn)-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHU/I.

- 143 -



035168

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
MIPUMEHEHUEM  OKCO-5-(2-penmmmupunnt-4-un)-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapOoHo-
BOH KHcIOTHl (mpomexytouHnoe coemuHeHue 20) u (1R,2R)-2-amMmuHONMKIIONEHTaHOTAa BMECTO TPET-OyTHII-
((1S,4S)-4-amunomukinorekcmn)kapoamara Ha craguun G (91 mr). MC (MDP): macca, paccunTaHHas st
C,sHy N5O;58S, 471,5; m/z no pesynbratam anammsa: 472,1 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,90-8,79
(m, 1H), 8,36-8,24 (m, 1H), 8,07-7,98 (m, 3H), 7,51-7,41 (m, 4H), 6,32-6,22 (m, 1H), 4,16-4,07 (m, 2H), 2,18-
2,07 (m, 1H), 2,04-1,94 (m, 1H), 1,82-1,70 (m, 2H), 1,66-1,54 (m, 2H).

IIpumep 269. N-((1R,2R)-2-AMUHOIUKIOTEHTHN )-4-0KC0-5-(6-heHOKCUTTMpU IUH-3-11)-4,5-muruapo-3H-
1-tna-3,5,8-rpunazaaneHad TuiIeH-2-KapOOKCAMHUI.
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VYkazaHHOE B Ha3BaHUM COCTUHEHUE TOIyJaId ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIPUMEHEHUEM  OKCO-5-(6-heHokcunmupuana-3-mn)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad tuieH-2-kapoo-
HOBOM KHCIIOTHI (poMexxyTouHoe coenuuenune 28) u TpeT-0ytun N-[(1R,2R)-2-amuHonmkioneHTwI |kapbamara.
MC (M3P): macca, paccuntanHas 111 C,sH»NeOsS, 486,6; m/z mo pesymbraTaM aHammsa: 487,1 [M+H]". 'H
SMP (400 MI'n, CDCL,): 6 8,35 (d, J=5,5 I'y, 1H), 8,17 (d, J=2,6 'y, 1H), 7,70 (dd, J=8,8, 2,7 ', 1H), 7,46 (t,
J=79 I'y, 2H), 7,32-7,17 (m, 3H), 7,11 (d, J=8,7 I'u, 1H), 6,18 (d, J=5,5 T'n, 1H), 3,96 (q, J=8,1 'y, 1H), 3,46-
3,36 (m, 3H), 3,14 (q, J=7,8 I'y, 1H), 2,82-2,75 (m, 5H), 1,78 (dt, J=14,7, 7,6 I'y, 2H).

Mpumep 270. N-((1R,2S)-2-AMHUHOIMKIONEHTHI)-5-(2-U30MponminupuanH-4-mi)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHWU COEJMHEHHUE TOJIy4dalii Cioco00M, aHAIOTHYHBIM TIpUMepy 1, cTaaus A, ¢ mpumMe-
HEeHUEM  5-(2-M3onponuanupuauH-4-mi)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapOoHO-
BOH KHCIOTHI (IpOMEXyTOUHOE coenuHenne 16) u Tper-OyTmin-N-[(1S,2R)-2-aMmuHOoTIMK TIONIEHTHI |[Kapbamara.
MC (MDP): Macca, paccunranHas 11 C,,H,,NgO,S, 436,5; m/z mo pesynbpTaTam aHammsa: 437,1 [M+H]".

IMpumep 271. N-((1R,2S)-2- AMHHOIUKIONIEHTHN)-5-(4-n301ponokcudenun)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHneM 5-(4-msonpornokcudennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOooHo-
BON KuCHOTHI B TpeT-O0yTun-N-[(1S,2R)-2-amuHonukmonenTui Jkapbamata. MC (MOP): macca, paccuntanHas
st Cy3HpsNsOsS, 451,5; m/z o pesynbratam anammza: 452,4 [M+H]". 'H AMP (400 MTI';, CD3;0D): 6 8,52 (s,
1H), 8,26 (d, J=5, 6 T'm, 1H), 7,35-7,22 (m, 2H), 7,14-7,02 (m, 2H), 6,10 (d, J=5, 6 I'i, 1H), 4,72-4,65 (m, 1H),
4,53-4,42 (m, 1H), 3,79-3,64 (m, 1H), 2,23-2,09 (m, 2H), 2,05-1,82 (m, 2H), 1,81-1,66 (m, 2H), 1,41-1,32 (m,
6H).

IIpumep 272. N-((18S,25)-2-Axpunamugonukiorekcui)-5-(*R)-(4-u3onpomnokcu-2-MeTuapeHm)-4-0Kco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaMHUI.

ARCTUEA
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VYkazaHHOE B Ha3BaHUH COEIMHECHHE MOTyYalli CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 5-(4-m3ompornokcu-2-MeTuideHmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad raneH-2-kapOooHo-
BOH KHCIOTHI (mpoMexyTounoe coeaunenne 31, Bkmouas CIIOCOBb 1 XUPAJIbHOI'O PA3JAEJIEHUS ¢ no-
nydeHueM *R-arpomounzomepa) u tpet-0yTin-N-[(1S, 2S)-2-amunonuknorekcmi|kapoamara. MC (MDP): macca,
paccunranHas s C,gHy NsO,4S, 533,6; m/z mo pesynsTatam aHanmsa: 534,2 [M+H]" 'H aMP (400 MTI1,
CD;0D): 6 8.30-8.26 (m, 1H), 7.21-7.15 (m, 1H), 7.00-6.94 (m, 1H), 6.94-6.86 (m, 1H), 6.21-6.16 (m, 2H),
6.03-5.98 (m, 1H), 5.62-5.55 (m, 1H), 4.70-4.61 (m, 1H), 3.91-3.81 (m, 2H), 2.10 (s, 3H), 2.07-1.96 (m, 2H),
1.84-1.76 (m, 2H), 1.54-1.36 (m, 4H), 1.36-1.32 (m, 6H).

Mpumep 273. N-((1R,2R)-2-Axpunamuonukiaorekcun)-5-(*S)-(4-n3onponokcu-2-MeTiiih eHmn)-4-oKco-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrieH-2-kapOOKCaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM 5-(4-H30mpONOKCH-2-MeTmI(heHn)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruineH-2-kapOoHO-
BOW KHUCIOTHI (mpoMexxyTouHoe coeauHenue 31, Bxmouass CIIOCOB 1 XUPAJIbHOI'O PA3JIEJIEHUA ¢ no-
TydeHueM *S-atponomsomepa) u TpeT-0yTHi-N-[(1R,2R)-2-amuHonmkiorekcui|kapbamara. MC (MUOP): macca,
paccuutannas i CogH3NsO4S, 533,6; m/z mo pesympTatam anammsa: 534,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): 6 8,30-8,24 (m, 1H), 7,20-7,15 (m, 1H), 7,00-6,94 (m, 1H), 6,94-6,86 (m, 1H), 6,21-6,16 (m, 2H),
6,03-5,98 (m, 1H), 5,62-5,55 (m, 1H), 4,72-4,59 (m, 1H), 3,93-3,82 (m, 2H), 2,11 (s, 3H), 2,07-1,94 (m, 2H),
1,84-1,74 (m, 2H), 1,54-1,36 (m, 4H), 1,36-1,32 (m, 6H).

IMpumep 274. N-((1S,35)-3-Axpunamugonukiorekcui)-5-(*R)-(4-u3onpomnokcu-2-MeTuapeHm)-4-0KCco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaMHUI.
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VYka3aHHOE B HA3BAHUH COCAMHEHUE TIOJIyYall CIOCO00M, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, ¢ mpuMmeHe-
HUEM 5-(4-m3ompornokcu-2-MeTuidermn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KHCIOTHI (poMexyTounoe coeaunenne 31, Bkmouas CIIOCOB 1 XUPAJIBHOI'O PA3JAEJIEHUS ¢ no-
nydenueMm *R-atponom3omepa) u TpeT-0yTrn-N-[(1S,3S)-3-amuHonukmorekcui Jkapbamata. MC (OP): macca,
paccunranHas s C,gHy NsO,4S, 533,6; m/z mo pesynsTatam aHanmsa: 534,2 [M+H]" 'H aMP (400 MTIn,
CD;0D): 6 8,30 (d, J=5,6 I'u, 1H), 7,23-7,16 (m, 1H), 6,99-6,96 (m, 1H), 6,94-6,87 (m, 1H), 6,41-6,29 (m, 1H),
6,27-6,18 (m, 1H), 6,02 (d, J=5, 6 I'n, 1H), 5,69-5,59 (m, 1H), 4,71-4,62 (m, 1H), 4,25-4,13 (m, 2H), 2,11 (s,
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3H), 1,94-1,77 (m, 3H), 1,74-1,61 (m, 4H), 1,59-1,51 (m, 1H), 1,34 (d, J=6,0 I'u, 6H).
Mpumep 275. N-((1R,3S)-3-Axpunamunonukiorekcuin)-5-(*R)-(4-n3onponokcu-2-MeTuipeHn)-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaMHUI.
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Cramust A. tper-bytun-N-[(1R, 3S)-3-(npon-2-eHomnaMuHo )uukinorekcwi|kapoamar. K pactBopy Tper-
O0ytni-N-[(1R,3S)-3-amuHonmknorekcun|kapoamara (200 mr, 0,798 mmoins) B DCM (50 mur) mo6aBisiau Tpu-
stwnamuH (0,403 T, 3,99 Mmoib), 3ateM g06aBisTy miport-2-enowrxiopun (0,0794 r, 0,877 MMoIb) Ha JTesTHON
0aHe W peakuHuIo MepeMEeIINBAIN MIPH K. T. B TedeHHe | 4. Peakunio KOHIEHTPUPOBAIH JOCyXa M OYHINAIN C
TTOMOIIBIO0 KOJIOHOYHOW (urenm-xpoMarorpaduu ¢ MOJydeHHEM YKa3aHHOTO B Ha3BaHHM coexuHeHus (155 wr,
BBIX0J 72,4%) B BUJIE CBETIIO-KEJITOTO TBEPAOTO BEIIECTBA.

Cramus B. N-((1S,3R)-3-AMHHOIIMKIIOTEKCHIT)aKpUIaMuI. Y Ka3aHHOE B Ha3BaHUHM COCIWHEHHUE MOTyJan
CIocoO0M, aHAJIOTHYHBIM CIIOCO0y puMepa 5, craaus B.

Cragusa C. N-((1R,35)-3-Axpunamugonukiorekcun)-5-(*R)-(4-m3onponokcu-2-metuindennn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuaszaanenad trineH-2-kapOokcaMua. YKa3aHHOC B HAa3BaHWU COCIAMHCHUC TTOTYYaTH
CIOCOOOM, aHAJIOTUYHBIM CIIOCO0Y MpHuMepa 1 ¢ mpuMeHeHHeM S5-(4-M30IponoKcH -2-MeTuindeHmn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenadtuineH-2-kapOOHOBOH  KHCIIOTHL  (IPOMEXYTOYHOE coenuHeHue 31,
Bkiroyast CITOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUS ¢ nonyuenuem *R-aTporon3zomepa) U ¢ NpUMEHEHHEM
N-((1S,3R)-3-amunonukmorekcwn)akpuiamuaa. MC (MDP): macca, paccuntanras mist CygHsNsO4S, 533,6; m/z
1o pesynbTatam anammsa: 534,7 [M+H]". "H SIMP (400 MTI'u, CD;0D): § 8,30 (d, J=5,5 I'u, 1H), 7,20 (d, J=8,6
I'm, 1H), 6,99-6,95 (m, 1H), 6,94-6,86 (m, 1H), 6,25-6,17 (m, 2H), 6,02 (d, J=5,6 T'n, 1H), 5,67-5,57 (m, 1H),
4,71-4,60 (m, 1H), 4,05-3,92 (m, 1H), 3,91-3,78 (m, 1H), 2,21-2,13 (m, 1H), 2,11 (s, 3H), 1,99-1,80 (m, 3H),
1,56-1,36 (m, 2H), 1,34 (d, J=6,0 I'y, 6H), 1,31-1,12 (m, 2H).

IIpumep 276. N-((1R,3S)-3-AxpunamugonnkionenTnn)-5-(*R)-(4-u3onpomnokcu-2-meTmwidern)-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYalll CIOCOOOM, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM 5-(4-H30mpONOKCH-2-MeTmI(heHnN)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOoHo-
BOW KHCIOTHI (mpoMexxyTouHoe coeauHenue 31, Bxmouass CIIOCOB 1 XUPAJIbHOI'O PA3JIEJIEHUA ¢ no-
aydeHueM *R-arpomnomnzomepa) u tper-0yTHin-N-[(1S,3R)-3-amunonuknonentukapobamara. MC (UOP): macca,
paccuutanHas misa Co7HyoNsO4S, 519,6; m/z mo pesynmpratam anammsa: 520,4 [M+H]". 'H sIMP (400 MTI'n,
CD;0OD): 6 8,29 (d, J=5, 6 ', 1H), 7,29-7,13 (m, 1H), 7,02-6,79 (m, 2H), 6,36-6,18 (m, 2H), 6,02 (d, J=5,5 'y,
1H), 5,71-5,59 (m, 1H), 4,74-4,57 (m, 1H), 4,45-4,30 (m, 1H), 4,25 -4,11 (m, 1H), 2,55-2,40 (m, 1H), 2,11 (s,
3H), 2,08-1,96 (m, 2H), 1,88- 1,69 (m, 2H), 1,69-1,53 (m, 1H), 1,40-1,30 (m, 6H).

IIpumep 277. N-((1R,2R)-2-AMuHOIIUKIOTEKCHI )-4-0KCO-5-(6-heHOKCUTTpU IH-3-11)-4,5-muruapo-3H-
1-tna-3,5, 8-tpuazaarneHadTHICH-2-KapOOKCAMHI.
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VYka3zaHHOE B Ha3BaHHH COCJUHEHUC IMOJYYAIH COCOOOM, aHAJOTHYHBIM CIIOCO0y mpumepa 166, cramuu
A-B, ¢ mpumeneHuem 5-(4-meTHI-6-heHOKCUTTUPUINH-3-1IT)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaane-
HaTHIICH-2-KapOOHOBOM KHCIOTHI (TIpoMexkyTouHoe coenuHerne 27) u Tper-0yTui-N-[(1R,2R)-2-amuHO-

nukiorekcnn] kap6amata. MC (MUDP): macca, paccuntannast mis C,sHyyNgO3S, 500,6; m/z o pe3yapTataM aHa-
msa: 501,1 [M+H]". 'H sIMP (400 MI'u, CDCly): & 8,45 (d, J=2,8 I'n, 1H), 8,21 (d, J=2,7 I'u, 1H), 8,03 (dd,
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J=8,7, 2,7 I'n, 1H), 7,95 (dd, J=5,8, 2,5 T'u, 2H), 7,69 (dd, J=9,0, 2,8 T'u, 1H), 7,45 (q, J=7,2 T'y, 4H), 7,10 (d,
J=8,7 T'u, 1H), 6,04 (s, 1H), 6,00-5,92 (m, 1H), 5,80 (dd, J=42,2, 5,5 I'u, 2H), 3,77 (qd, J=11,4, 10,4, 3,7 I'L,
2H), 3,45 (s, 1H), 1,82 (dd, J=23,7, 10,9 I', 2H), 1,40-1,15 (m, 4H).

IMpumep 278. N-((1R,25)-2-AMUHOIIUKIIONEHTHN )-4-0KC0-5-(6-peHmmupuna3zua-4-mn)-4,5-quruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuiIeH-2-KapOOKCaAMHU/I.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIpUMEHEeHUEM 4-0Kc0-5-(6-penmmupuna3ud-4-mn)-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenad tuieH-2-kapoo-
HOBOM KucnoThl (mpumep 2 03, mpoaykt co craguu B) u TpeT-0yTtun-N- [(1S,2R)-2-aMUHOIUKIIONEHTHI] Kap-
O6amara Ha cramun A. MC (M3QP): macca, paccuntannas mist CpyHyN5O,S, 471,5; m/z o pe3ysibprataM aHamu3a:
472,2 [M+H]". '"H SIMP (400 MI'1i, cmecs CD;OD u JIMCO-dg): § 9,28 (d, J=2,2 'y, 1H), 8, 45-8, 38 (m, 1H),
8,22-8,18 (m, 4H), 7,64-7,53 (m, 3H), 6,33- 6,23 (m, 1H), 4,42-4,36 (m, 1H), 3,62-3,56 (m, 1H), 2,12-1,97 (m,
2H), 1,90-1,77 (m, 2H), 1,75-1,56 (m, 2H).

Mpumep 279. N-((1S,3S)-3-AxkpuaaMuIOIMKIOTeKCHI )-4-0KCO-5-(2-peHmmmupuIuH-4-1i)-4,5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKcCaMuI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOTyYall CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM 4-0KCc0-5-(2-permmmupunna-4-nn)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad uneH-2-kapOOHOBOH KH-
cioTel (mpoMexyrounoe coemuHeHue 20) u TpeT-OyTmi-N-[(1S,3R)-3-amuHonukmorekcwi Jkapbamara. MC
(MDP): Macca, paccuntarHas 1 CooHygNeO5S, 538,6; m/z mo pesynsTatam aHammsa: 539,2 [M+H]". 'H aMP
(400 MI'u, . AMCO-dg): 6 10,28 (s, 1H), 8,89 (d, J=5,2 ', 1H), 8,38-8,28 (m, 1H), 8,17 (s, 1H), 8,14-8,07 (m,
3H), 8,02-7,93 (m, 1H), 7,55-7,41 (m, 4H), 6,43-6,31 (m, 1H), 6,22 (d, J=5,5 I'u, 1H), 6,12-6,03 (m, 1H), 5,61-
5,51 (m, 1H), 4,21-4,08 (m, 2H), 1,82-1,59 (m, 5H), 1,53-1,36 (m, 3H).

IMpumep 280. N-((1R,2S5)-2-AneTaMuI0IUKIONEHTII)-4-0KC0-5-(2-hernnmupuaua-4-mi)-4,5-muruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKcCaMuI.
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VYka3zaHHOE B Ha3BaHUH COCIWHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM cIoco0y mpuMepa 1, ¢ mpuMeHe-
HHEeM 4-0Kkco-5-(2-penmmmupunun-4-un)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadtuiaeH-2-kapOOHOBOH  Ku-
cioTel (mpomexyTtouHoe coemuaeHue 20) u Tpet-OyTman N-[(1S,2R)-2-aMHHOIMKIIOIEHTH |[kKapOamMara Ha CTa-
M A ¥ C 3aMellleHneM TPOT-2-eHOWIXJIOpHIa YKCYCHBIM aHruapuaoM Ha ctaquu B. MC (M3QP): macca, pac-
cuntanHas st Cp7Hp4NgOs3S, 512,6; m/z mo pesynpraram ananmmsa: 513,4 [M+H]+. 'H amp (400 MTI,
CD;0D): 6 8,85 (d, J=5,3 I'uy, 1H), 8,31 (d, J=5, 6 T'y, 1H), 8,07-8,00 m, 3H), 7,55-7,43 (m, 4H), 6,29 (d, J=5,5
I'm, 1H), 4,42-4,28 (m, 2H), 2,11-1,96 (m, 2H), 1,94 (s, 3H), 1,92-1,82(m, 1H), 1,79-1,57 (m, 3H).

ITpumep 281. N-((1R,2S)-2- AMUHOIMKIONEHTH )-4-0KCO-5-(6-heHuMmupuMuIuH-4-1mi)-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaaneHad TUICH-2-KapOOKCAMHUI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydald CIIocoO0M, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHneM  4-okco-5-(6-penmmupumuani-4-mn)-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
O00HOBOII  KHMCIOTBI  (TIpoMexyTodHoe coemuHenme 23) wu  tper-Oytunm  N-[(1S,2R)-2-amuHonmk-
noneHtwi|kapbamata. MC (MDP): macca, paccunrannas s CoyHyN,O,S, 471,5; m/z mo pe3ynbraTtam aHaIH-
3a: 472,2 [M+H]". 'H SIMP (400 MI', CD;0D): § 9,35-9,26 (m, 1H), 8,40-8,36 (m, 2H), 8,27-8,20 (m, 3H),
7,61-7,52 (m, 3H), 6,62-6,56 (m, 1H), 4,57-4,41 (m, 1H), 3,80-3,68 (m, 1H), 2,28-2,10 (m, 2H), 2,08-1,85 (m,
2H), 1,81-1,65 (m, 2H).

IMpumep 282. N-((18S,3S)-3-AxpraaMuI0IMKIONEHTH)-4-0KCO-5-(2-hpeHmmupuua-4-mi)-4,5-turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYka3aHHOE B HA3BAHUH COCAMHEHHUE TIOJIyYall CI0CO00M, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, ¢ mpuMmeHe-
HUEM 4-0KCc0-5-(2-permmmupunnn-4-un)-4,5-nurunpo-3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOOHOBON KH-
cioTel (mpomexxyTouHoe coemuHenne 20) W ¢ wcmonb3oBaHweM TpeT-0yTui-N-[(1S,3S)-3-aMmuHOIIMKI0-
TIEHTIT|KapbaMarta Ha CTaauu A, U YKCYCHOTO aHTHapuaa Ha cragun B. MC (MOP): macca, paccuuranHas s
CysHy4N¢O3S, 524,6; m/z mo pe3ynbTaTam ananusa: 525,4 [M+H]+. 'H amP (400 MTI'i, CD;OD): 6 8,81 (d, J=5,
0 I'u, 1H), 8,26 (d, J=5,4 I'y, 1H), 8,12-7,94 (m, 3H), 7,55-7,30 (m, 4H), 6,31-6,12 (m, 3H), 5,72-5,48 (m, 1H),
4,53-4,23 (m, 2H), 2,23-2,07 (m, 2H), 2,07-1,79 (m, 2H), 1,71-1,41 (m, 2H).

Mpumep 283. N-((1R,3S)-3-AxpunaMuionuKiIoreKcui)-4-okco-5-(2-peHmmupuaua-4-mi)-4,5 - turuapo-

3H-1-tna-3, 5,8-rpuazaaneHadriicH-2-KapOOKCaAMUI.
AN )J\
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEeM 4-0Kkco-5-(2-penmmmupunun-4-un)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadTuiaeH-2-kapOOHOBOH  Ku-
cioTel (mpomexytouHoe coeauHeHune 20) u tper-0yTmi-N-[(1S,3R)-3-amunHOIMKIIOreKCIIT |[KapbamaTa Ha CTa-
o A. MC (9P): macca, paccumtanHas miust CooHpeNgO3S, 538,6; m/z mo pesyinpratam anammza: 539,2
[M+H]". "H SIMP (400 MI'n, IMCO-dg): & 10,26 (s, 1H), 8,91-8,85 (m, 1H), 8,35-8,27 (m, 1H), 8,19-8,11 (m,
1H), 8,10-8,03 (m, 4H), 7,52-7,45 (m, 4H), 6,23-6,12 (m, 2H), 6,10-5,98 (m, 1H), 5,58-5,50 (m, 1H), 3,89-3,79
(m, 1H), 3,73-3,59 (m, 1H), 2,03-1,95 (m, 1H), 1,80-1,73 (m, 3H), 1,37-1,27 (m, 3H), 1,13-1,08 (m, 1H).
IIpumep 284. N-((1R,2S)-2-AmMuHOnUKIONEHTHN )-4-0KC0-5-(5-henmmmupuann-3-un)-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiICH-2-KapOOKCaMUI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE OTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMmeHeHneM  4-okco-5-(5-penunmupuana-3-mn)-4,5-aguruapo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kap6o-
HOBOM KHCIIOTHI (TIpoMekyTOouHOE coenuaeHne 22) u Tper-0yTmin-N-[(1S,2R)-2-amMmuHonMKIONIEHTHI |[Kapbamara.
MC (M2P): macca, paccunransas 1ui C,sH,,NqO,S, 470,5; m/z mo pesyasTatam aHammsa: 471,1 [M+H] " 'H
SMP (400 MTI'u, CD;0D): 6 9,00-8,96 (m, 1H), 8,65-8,58 (m, 1H), 8,45-8,39 (m, 1H), 8,36-8,30 (m, 1H), 8,26-
8,21 (m, 1H), 7,77-7,69 (m, 2H), 7,55-7,47 (m, 2H), 7,47-7,41 (m, 1H), 6,31-6,23 (m, 1H), 4,54-4,42 (m, 1H),
3,78-3,70 (m, 1H), 2,21-2,11 (m, 2H), 2,04-1,85 (m, 2H), 1,83-1,69 (m, 2H).

IMpumep 285. N-((1R,25)-2-AmuHonukiIoneHTHN )-4-0kco-5-(3-(mupuaun-2-un)permn)-4,5-muruapo-3H-
1-tna-3,5,8-rpunazaaneHad TuiIeH-2-KapOOKCaAMHUI.

.

VYkazaHHOE B Ha3BaHUM COCTUHEHUE TOIyJaI ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A. ¢
puMeHeHneM  4-0kco-5-(3-mupunuH-2-wn)hennn-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOM KHCIOTHI (pumep 194, npoaykt ctaauu A) u TpeT-0yTii N-[(1S, 2R)-2-aMmuHonMKIONIEHTIIT |Kapbamara.
MC (M3P): macca, paccuntanHas 111 C,sH»,NeO,S, 470,5; m/z mo pesymbraTaM aHammsa: 471,4 [M+H]". 'H
SMP (400 MTI'u, CD;0D): 6 8,65-8,57 (m, 1H), 8,20-8,07 (m, 2H), 8,04-7,98 (m, 1H), 7,96-7,84 (m, 2H), 7,77-
7,65 (m, 1H), 7,52-7,41 (m, 1H), 7,41-7,32 (m, 1H), 6,03 (d, J=5,6 I'u, 1H), 4,55-4,44 (m, 1H), 3,71-3,56 (m,
1H), 2,22-2,06 (m, 2H), 1,97-1,82 (m, 2H), 1,80-1,62 (m, 2H).

Mpumep 286. N-((1S,2R)-2-(2-MeTunaMuHO )aeTaMUI0 )IUKIONECHTHI )-4-0X0-5-(2-penunmnupugua-4-
wn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrneH-2-kapOokcamMuI.
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Cramus  A. N-((1S,2R)-2-AMHHOIMKIONEHTH )-4-0KCO-5-(2-peHmnmupunun-4-mn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHWM COEIMHEHHE TOJTydal criocoOoM, aHa-
JOTUYHBIM crioco0y mpumepa 1, cramust A, ¢ npuMeHeHueM 4-okco-5-(2-¢penmnmmpuani-4-un)-4,5-guruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOHOBOH KHCIIOTHI (IIpoMexyTouHoe coexuHenue 20) U TpeT-OyTui
N-[(1R,2S)-2-aMHHOLMKJIOTIEHT I [KapOamara.

Cramus B. N-((1S,2R)-2-(2-(MeTunaMuHO )arieTaMU 0 JITUKIONEHTHI )-4-0X0-5-(2 - eHIIHPUIUH-4-1T) -
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWHM COCIWHEHHE TIONY-
qaud  CIocoOOM, aHaJOTHYHBIM  crmoco0y mpumepa 1, cramus A, ¢ TpuMeHEHHEM 2-[TpeT-
OyTokxcukapOoHWI(MeTHIT)aMUHO [ykcycHON KuciioTsl 1 HATU, npudem 6e3 ynajaeHus 3alliTHOW TPYIIIEI C T0-
mompio HCI/MeOH. MC (M3P): macca, paccunrannas st CsHy7N,03S, 541,6; m/z mo pe3ynbrataMm aHaiau3a:
542,5 [M+H]". '"H SIMP (400 MI'u, CD;0OD): & 8,84 (d, J=5,2 ', 1H), 8,41 (s, 1H), 8,27 (d, J=5, 6 I'u, 1H),
8,08-7,96 (m, 3H), 7,52-7,41 (m, 4H), 6,24 (d, J=5,6 T'u, 1H), 4,50-4,36 (m, 2H), 3,75 (s, 2H), 2,65 (s, 3H), 2,16-
1,96 (m, 2H), 1,95-1,82 (m, 1H), 1,80-1,58 (m, 3H).

Mpumep 287. N-((1R,2S)-2-AmunonuxioneHTnn)-5-(2-metuin-4-((terparuapo-2 S-nupan-4-ni)okcu)de-
HU)-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMHUI.

- 149 -



SRS
o

2

z m

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYal CI0cOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHueM  S-(2-metni-4-((terparnapo-2H-nupan-4-un)oken)penun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpHazaarneHaQpTHIEH-2-KapOOHOBOW KHUCIOTHI (MPOMEXYTOUHOe coeamHeHue 12) m Ttper-OyTmin-N-[(1S,2R)-2-
aMUHOIIMKJIONICHTHI |[Kapbamata BMecTto TpeT-OyTuin ((1S,4S)-4-amunonukiiorekcwil)kapbamata. MC (MDP):
Macca, paccuuranHas 111 CpsHaoNsO4S, 507,6; m/z mo pesyasTatam aHanmmsa: 5082 [M+H]™ 'H aMmp (400
MTI'n, CD;0D): 6 8,50 (s, 1H), 8,33-8,27 (m, 1H), 7,25-7,15 (m, 1H), 7,06-6,94 (m, 2H), 6,04-5,99 (m, 1H),
4,70-4,60 (m, 1H), 4,52-4,41 (m, 1H), 4,01-3,90 (m, 2H), 3,79-3,69 (m, 1H), 3,65-3,56 (m, 2H), 2,19-2,02 (m,
7H), 2,01-1,86 (m, 2H), 1,81-1,66 (m, 4H).

IMpumep 288. N-((1R,2S)-2-AMHUHOIIMKIONIEHTHI)-4-0KC0-5-(4-((TeTparunpo-2H-mupan-4-un)okcn)de-
HuN)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad tuieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE IOTydad CIIocoO0OM, aHAJIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM  S-(2-metmi-4-((terparnapo-2H-nupan-4-un)oken)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOOHOBOH KHCIOTHI (IpoMexxyTouHoe coenuHeHue 12) n tper-0ytmi-N-[(1S,2R)-2-
aMUHOIMKIIOIeHTHI [kKapOamata. MC (MDP): macca, paccuntannas mis CysHy7NsO4S, 4 93,6; m/z o pe3ynbra-
Tam aHamm3a: 4 94,4 [M+H]". "H SIMP (400 MI'n, CD;0D): & 8,46 (s, 1H), 8,29 (d, J=5,6 I'y, 1H), 7,37-7,21 (m,
2H), 7,19-7,12 (m, 2H), 6,14 (d, J=5,6 'y, 1H), 4,71-4,60 (m, 1H), 4,52-4,41 (m, 1H), 4,04-3,90 (m, 2H), 3,80-
3,68 (m, 1H), 3,67-3,52 (m, 2H), 2,25-2,02 (m, 4H), 2,02-1,84 (m, 2H), 1,81-1,63 (m, 4H).

ITpumep 289. Pamemwmueckuii 1muc-N-((1RS,3RS)-3-amunomuknoneHTN)-4-0kco-5-(6-peHOKCUTTUPUIUH-
3-un)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadTrsieH-2 -kapOOKCaMHUI.

SRSy
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VYkazaHHOe B Ha3BaHWM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM crtoco0y mpumepa 104, cramuu
A-B, ¢ npumeHneHneM 4-okco-5-(6-heHoxcunupuaua-3-mn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-
2-kapOoHMIXJIOpUAa (mpomexyTodHoe coenuHenue 10) m panemmueckoro Ttper-Oytun ((1S,3R)-3-ammHo-
mukonenTwa)kapoamara. MC (MDP): macca, paccuntannas it CpsHpNeOsS, 486,6; m/z mo pesymbratam
ananmmsa: 486,9 [M+H]". "H SIMP (500 MI'tr, CDCLy): & 8,31 (d, J=5,5 T'u, 1H), 8,22-8,16 (m, 1H), 7,85-7,79 (m,
1H), 7,71 (t, J=6,4 I'n, 1H), 7,48-7,40 (m, 2H), 7,29-7,17 (m, 3H), 7,10 (dd, J=8,7, 0,7 I'n, 1H), 6,12 (d, J=5,5
I'u, 1H), 4,55 (q, J=7,1 I'y, 1H), 3,94 (s, 3H), 3,75 (tt, J=5,5, 2,2 'y, 2H), 3,48 (s, 1H), 2,11-1,89 (m, 4H).

Mpumep  290. Pamemmueckuit  Tpanc-N-((1RS,3RS)-3-amunonmkinonenTni)-4-okco-5-(6-peHokcun-
NUpHUINH-3-11)-4,5-murunpo-3H-1-tua-3,5,8-rpuasaanenad tuineH-2-kapOokcamMu 1.

RN

VYka3zaHHOE B Ha3BaHUM COECJUHEHUE MOIydald cnoco60M, aHaJIOTUYHBIM crioco0y npumepa 104, cramun
A-B, ¢ nmpumenenuem 4-okco-5-(6-¢peHoKkcHnupunuH-3-1min)-4,5-nuruapo-3H-1-tna-3,5,8-rpnasaanenadptuieH-
2-kapOonHmwxiopuna (mpomexyrounoe coexuuerue 10) u panemuueckoro TpeT-0yTmi-N-[(1R,3R)-3-amuH0-
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muktonenTwi [kapbamara. MC (UDP): macca, paccuntannas mist CysHypNgO3S, 486,6; m/z o pe3ynpTaram aHa-
mm3a: 486,9 [M+H]". 'H SIMP (500 MI'y, CDCls): & 8,33 (d, J=5,5 ', 1H), 8,18 (q, J=2.,8, 2,3 ', 1H), 7,73 (t,
J=7,8 T'u, 1H), 7,46 (t, J=7,9 I'u, 2H), 7,29 (d, J=7,4 T'n, 1H), 7,21 (d, J=8,0 I'u, 2H), 7,12 (d, J=8,7 T'u, 1H),
6,17 (d, J=5,6 T'n, 1H), 4,52 (p, J=7,1 I'u, 1H), 3,84-3,68 (m, SH), 2,28 (dq, J=18,3, 7,2 I'u, 2H), 2,19-2,04 (m,
2H), 1,71 (tt, J=13,1, 4,7 I'u, 2H).

IMpumep 291. N-((1R,2S)-2-AxpHIaMuIOIUKIOTEKCHII)-4-0KCO-5-(5-heHOKCUTTUPHUINH-2-1T)-4, 5-TUTHT-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.

@/O | XN, O
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Cramust A. N-((1R,2S)-2-AmuHonukiorexkcnn)-4-okco-5-(5-penokcunupuann-2-nin)-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadriiieH-2-kapookcaMua. YKazaHHOE B Ha3BaHUM COEIMHEHHE TTOJTydall criocoOoM, aHa-
JOTHYHBIM crioco0y mpumepa 166, cragun A-B, ¢ mpumenenueM 4-okco-5-(5-heHOKCHITUPUINH-2-1T)-4,5-
muruapo-3H-1-tua-3,5,8-Tpuaszaanenad trneH-2-kapOOHOBOH KHCIIOTHI (IIPOMEXYTOUHOE coeluHeHne 26) u
tper-0yTHi ( (1S,2R)-2-amMmuHONMKIIOreKCHIT) Kapbamara.

Cragus B. N-((1R,2S)-2-AxpuiaMuIonUKIOreKCHI )-4-0KC0-5-(5-peHOKcunmupuaun-2-mi)-4,5 - Turupo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcamu. YKa3zaHHOE B Ha3BaHUHU COSIMHEHHE MTOTYIalId CIIOCOO0M,
aHAJIOTMYHBIM croco0y mnpumepa 337, ¢ mnpumenenneM N-((1R,2S)-2-amuHOnMKIOTEKCHI)-4-0KCO-5-(5-
(henoxcunupuauH-2-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tunen-2-kapbokcamuga. MC (MOP): mac-
ca, paccuntanHas s CoHpsNgO4S, 554,6; m/z mo pesynapTaram aHanmmza: 555,1 [M+H]+. 'H amMP (400 MTI'm,
CDCl5): 6 9,48 (s, 1H), 8,47-8,33 (m, 2H), 7,58-7,35 (m, 4H), 7,25-7,21 (m, 1H), 7,20-6,90 (m, 2H), 6,48-6,06
(m, 4H), 5,73 (dd, J=10,3, 1,4 I';, 1H), 4,38-4,10 (m, 2H), 1,97-1,47 (m, 9H).

ITpumep 292. N-((1RS,2RS)-2- AxpuiaMuIOIUKIOTCHTHN )-5-(2-MeTHI-6-()€HOKCUTTUPHIUH-3-11JT)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOOKCaMuI.
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YkazaHHOe B Ha3BaHUU COCIUHEHHE TIOTYYaIH CIIOCOOOM, aHAJIOTHYHBIM CIIoco0y npumepa 337, ¢ mpumMe-
HeHueM paneMmudeckoro Tpanc-N-((1RS,3RS)-3-amunonnkimonenTr)-4-0kco-5-(6-peHokcumupuana-3-muin)-4,5-

muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamuaa (npumep 290). MC (MDP): macca, paccuuran-
Has 11 CroHo6NgO0,4S, 554,6; m/z o pesynpTataMm aHammsa: 555,0 [M+H]". 'H samMP (600 MI'u, CD;0D): 5 8,34
(s, 1H), 7,76 (d, J=8,7 I'u, 1H), 7,51-7,35 (m, 2H), 7,29-7,15 (m, 3H), 6,90 (d, J=8,5 ', 1H), 6,36-6,07 (m, 3H),
5,73-5,53 (m, 1H), 4,49-4,37 (m, 2H), 2,24 (s, 3H), 2,19-1,64 (m, 8H).

Ipumep 293. N-((1RS,3RS)-3-AMHUHOIMKIOTEHTHI)-5-(4-MeTHI-6-peHOKCUTTUPHUIUH-3 -11)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHWH COEIMHEHHE MOJIydYalld COCO0OM, aHAJOTHYHBIM crioco0y npumepa 166, cramun
A-B, c¢ npumeHenuneMm 5-(4-meTni-6-peHOKCHIHMPHUINH-3-11)-4-0Kc0-4,5-murunpo-3H-1-tua-3,5,8-Tpnaza-
arieHa() THIICH-2-KapOOHOBOH KUCIOTHI (mpoMexyTouHoe coemunenue 27, pxmovas CIIOCOB 1 XUPAJIBHO-
'O PA3JEJIEHUS c¢ mnomyuyenumem *S-arponomsomepa) u  tper-Oytin  N-[(1R,3R)-3-amuHOIMKIO-
neHTmw|kapbamara Ha craguu A. MC (UOP): macca, paccuntannas st CpsHo4NgO3S, 500,6; m/z mo pesynbra-
tam anammza: 500,9 [M+H]". 'H SIMP (400 MTI'ti, CDCly): & 8,24 (dd, J=5,1, 2,8 'y, 1H), 8,06 (d, J=7,5 I', 1H),
7,45-7,35 (m, 2H), 7,26-7,11 (m, 3H), 6,90 (s, 1H), 6,68 (s, 1H), 5,99-5,92 (m, 1H), 4,97 (s, 2H), 4,57-4,48 (m,
1H), 3,64 (s, 1H), 3,43 (s, 4H), 2,24 (s, 1H), 2,16 (d, J=3,6 I';, 3H), 1,98 (d, J=19,7 'y, 2H).

IIpumep 294. N-((1RS,3RS)-3-AkpriaaMuIOIMKIONEHTI)-4-0KC0-5-(6-heHokcunupuaua-3-uin)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTuiieH-2-kapOoKCcaMHu/I.
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VYka3aHHOE B Ha3BaHHH COEAWHEHUE MOJy4aId CIIOCOO0M, aHAIOTUYHBIM crioco0y npumepa 1, ctagus B, ¢
npumenerneM N-((1RS,3RS)-3-amunonunknonenTnn)-4-okco-5-(6-penokcunupuaun-3-ui)-4,5-qurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadrmieH-2-kapookcamuna (mpumep 290). MC (MDOP): wmacca, paccuutaHHas s
CasH24N6O,S, 540,6; m/z mo pesynbratam amamusa: 541,0 [M+H]". 'H SIMP (500 MI'u, CDCLy): & 8,26 (d,
J=68,3 I'u, 1H), 7,76 (d, J=9,3 I'n, 1H), 7,65-7,02 (m, 4H), 6,18 (p, J=6,3, 4,9 I', 1H), 4,65-4,08 (m, 7H), 3,70-
3,33 (m, 5H), 2,50 (dt, J=125,7, 7,2 I'n, 1H), 2,24 (ddq, J=24,3, 13,3, 7,4, 6,3 I'y, 1H), 2,11-1,82 (m, 1H), 1,74-
1,40 (m, 1H), 1,41-1,15 (m, 1H).

IIpumep 295. N-((1R,2S)-2-AKpHIaMHIOIMKIOTeKCHIT)-4-0KC0-5-(5-peHokcunupasuu-2-um)-4,5-muru-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMul.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaI ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MIpUMEHEeHUEM 4-0Kco-5-(5-heHokcunupasun-2-min)-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOM KuchoThl (pumep 201, mpoaykt craauu A) u N-[(1S,2R)-2-amMmuHOIIMKIOTeKCHII | TpoTI-2-eHaMua (Ipo-
MexyTouHnoe coeamnenne 40) (6e3 ynaneHus 3amuTHoU Tpymmsl ¢ momonisio HCI/MeOH). MC (M9P): macca,
paccuutannas i CogHysN,04S, 555,6; m/z mo pesympratam anammsa: 556,2 [M+H]". 'H sIMP (400 MTI'n,
JAMCO-dg): 6 10,15 (s, 1H), 8,61 (s, 1H), 8,47-8,25 (m, 2H), 7,97-7,77 (m, 2H), 7,56-7,40 (m, 2H), 7,36-7,18
(m, 3H), 6,54-6,28 (m, 2H), 6,20-6,04 (m, 1H), 5,66-5,50 (m, 1H), 4,29-4,14 (m, 1H), 4,08-3,94 (m, 1H), 1,77-
1,61 (m, 4H), 1,59-1,49 (m, 2H), 1,45-1,28 (m, 2H).

Mpumep 296. N-((1R,2S)-2-AxpuiaaMuIOIMKIONEHTHN)-4-0KC0-5-(5-QpeHokcnmupuMuInH-2-un)-4,5-1u-
ruapo-3H-1-tua-3,5,8-rprazaanenadruneH-2-kapOokcamMu.

SACSN

Seave
N s H

VYka3aHHOE B Ha3BaHUH COEJMHEHUE MOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
IIPUMEHEHUEM 4-oxco-5-(5-penokcunupumunun-2-mn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad TrneH-2-
KapOOHOBOH KHCIIOTHI (poMexxyTouHoe coequaenne 14) u N-[(1S,2R)-2-aMUHOIMKIONEHTIII | TPOTI-2-eHaMKja
(mpomesxyTouHOoe coenuHeHHe 36) (0e3 ymaneHust 3ammrTHON rpynnsl ¢ nomomsio HCI/MeOH). MC (U3P):
Macca, paccuntanHas it C,;H,3N50,4S, 541,6; m/z o pesynpratam aHanmsa: 5424 [M+H]". 'H aMP (400
MTI'n, CD;0D): 6 8,68 (s, 2H), 8,30-8,26 (m, 1H), 7,55-7,46 (m, 2H), 7,33-7,22 (m, 3H), 6,30-6,15 (m, 3H),
5,63-5,57 (m, 1H), 4,49- 4,33 (m, 2H), 2,22-1,99 (m, 2H), 1,97-1,82 (m, 1H), 1,79-1,59 (m, 3H).

Ipumep  297. N-((1R,2S)-2-AxpunaMua0IUKIOreKCHN )-4-0KCc0-5-(5-peHOKCUTTMPUMUINH-2-111)-4,5-
muruapo-3H-1-tna-3,5,8-Tpraszaanenad TniaeH-2-KkapOOKCaMuI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOTydaln CIIocoOOM, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, craaus A, ¢
MIPUMEHEHUEM 4-0kco-5-(5-henoxcunmupuMuuH-2-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-
KapOOHOBOH KHUCIOTHI (mpoMexxyrounoe coeauHenue 14) n N-[(1S,2R)-2-aMHHOIMKIIOTeKCHII | IPOTI-2-eHaMHIa
(mpomesxyrounoe coenunenue 40), 6e3 ynanenns 3amutel HCI/MeOH. MC (UOP): macca, paccuutaHHas s
CysH,sN,0,S, 555,6; m/z mo pe3yabTaTaM aHamm3a: 556,4 [M+H] . 'H aMP (400 MI', CD;0D): & 8,68(s, 2H),
8,32-8,26 (m, 1H), 7,55-7,46 (m, 2H), 7,35-7,22 (m, 3H), 6,47-6,35 (m, 1H), 6,31-6,21 (m, 2H), 5,69-5,59 (m,
1H), 4,58-4,37 (m, 1H), 4,21-4,09 (m, 1H), 1,83-1,49 (m, 8H).

MMpumep 298. N-((1R,25)-2-AxpriaMHIOIHUKIONEHTH )-5-(S)-(6-1300y THII-4-MEe THITUPUINH-3 -11)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKkcamMu.
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Craaus A. 5-(*S)-(6-1300yTHn-4-meTunnupuus-3-1mn)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-tpu-
azaaneHaTHICH-2-KapOOHOBas KHUCIIOTa. YKa3aHHOE B HAa3BaHWM COEIMHEHHE TOJIydasd IyTeM o0paboTku 5-
(6-n300yTHIT-4-Me TUHPUANH-3-11)-4-0Kkc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad runeH-2-kapOboHOBOH
KHCIOTHI (TpoMexyTtounoe coeannenne 18) ¢ mpumenennem CITIOCOBA 2 XUPAJIBHOT'O PA3JIEJIEHUA ¢
noJy4eHrneM *S-aTpomou3oMepa B BHIE H3OMPOMMIaMHHOBOI comm. [Iporenypa ymanenus conu: Mzonponmia-
MUHOBYIO COJb  S5-(*S)-(6-u300yTHII-4-MeTUIHPUANH-3 -1 )-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaare-
Ha(THIIeH-2-KapOOoHOBOH KUCIOTHI (73 T, 165 MMois) pactBopsutn B MeOH (438 M) u H,O (219 mi). loGasis-
mu LiOH-H,0 (34,7 r, 826 MMOJIb) U CMeCh TIepeMEIIMBAIIN TIPH K. T. B TedeHue | 1. CMech KOHIICHTPUPOBAIH C
yAaJleHuEM TIOJIOBUHBI HCXOHOTO 00bheMa, pacTBop oxnaxnanu 1o 0°C u perymupoanu pH 1o 4-5 mytem men-
nenHoro no6asnenus 1 H. HCI. ITonyueHnsIii ocanok oTGMIBTPOBHIBAIN U BHICYIIUBAIH IT0]] BAKYYMOM C ITIOJY-
YeHHEM yKa3aHHOTO B Ha3BaHMHM coenuHeHus (56,1 1, 88%) B BHIE KENTOr0 TBEPIOTO BEIIECTRA.

Cramust B. N-((1R,25)-2-AxpriaMuIOIMKIONEHTH )-5-(S)-(6-1300yTHI-4-Me THIIMPUINH-3-11)-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamua. B xpyrnononHyto kondy nodasisim 5-(*S)-
(6-m300yTHIT-4-MEeTHAUPUINH-3-11)-4-0Kkc0-4,5-nmuruapo-3H-1-tua-3,5,8-rpuazaaneHad TuicH-2-kapOOHOBY O
kucioty (1,0 T, 2,62 mmois), HATU (1,29 1, 3,40 mmons), TEA (0,397 1, 3,93 mmons) 1 DMF (10 mi). Cmech
nepemMernuBaiy B TedeHrne |0 MUH npy KOMHATHOH TeMIiepaType, 1 3aTeM Jo0aBIsUIH K IepeMeInBacMOMy pac-
tBOpY N-((1S,2R)-2-aMHUHOIIMKIIOTIEHTH )aKpuIamMuia (MpoMeKyToaHoe coeanaenue 36, 0,53 r, 3,44 MMoutb) 1
TEA (0,52 9 wmr, 5,2 4 mmouis) B DMF (4 mut), cmech niepememuBaiy B TedeHrne 30 MUH Py KOMHATHOW TeMITe-
patype. Peaknmonnyro cmech o0pabaTsiBanu Bojon (50 M), ocagoK BBIACISIIN MOCPEACTBOM (GUIBTPAIIUU U
CYIIWIN TOoJ BakyymMoM. HeounmieHHbIH poaykT ounmianu ¢ nmomombsio FCC (Si0,, ¢ amoupoBaHneM cMecH
3:100 MeOH:DCM) ¢ mony4uennem ykasanHoro B HazBanuu coeannerus (0,81 r, 58%) B Bume Oenoro TBepaoro
BelecTBa. AOGCONIOTHYIO CTEPEOXUMHUYECKYI0 KOH(QUTYPAIMI0 YKa3aHHOTO B Ha3BAHWUM COCIUHEHHS ITO/TBEp-
KT TIOCPEACTBOM PEHTTeHorpaduueckoro ananmsa MoHokpucrauioB. MC (OP): macca, paccunranHas ais
Cy7H30N605S, 518,6; m/z o pesymbraTaM aHanmsa: 519,1 [M+H]". 'H IMP (400 MTI', CDCls): 6 9,65 (s, 1H),
8,40 (s, 1H), 8,33 (d, J=5,5 I'y, 1H), 7,19 (s, 1H), 7,05-6,95 (m, 2H), 6,32 (dd, J=17,0, 1,7 T'u, 1H), 6,19 (dd,
J=17,0, 10,1 T'u, 1H), 5,93 (d, J=5,5 'y, 1H), 5,64 (dd, J=10,2, 1,6 T'n, 1H), 4,50-4,30 (m, 2H), 2,70 (d, J=7,1
I'y, 2H), 2,27-2,02 (m, 6H), 1,92-1,61 (m, 4H), 0,99 (d, J=6, 6 T', 6H).

IMpumep 299. N-((1R,2S)-2-AxprnaMugonUKIOreKCH)-5-(*S)-(6-u30mponokcu-4-MeTHIHPUANH-3-1IT)-
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpnazaanenad TriaeH-2-KapOOKCaMUI.
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XupanbHast ounctka SFC: N-((1R,2S)-2-axpumaMuaonukiIorekcni )-5-(6-n30MpoKCH-4-Me THITUPHINH-3 -
nin)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenHadrinen-2-kapookcamuna (npumep 222) obecneynBaia
MoJTydeHre yKa3zaHHOTO B HasBanmm coenuHeHus. (Hemomprmknas ¢aza: Chiralpak AS-H 5 mxm 250x20 MM,
nojBrkHas (aza: 70% CO2, 30% MeOH). MC (U3P): macca, paccunrannas aiust Cy;H;30NqO4S, 534,6; m/z o
pe3yipTaTaM aHanmm3a: 535,2 [M+H]". 'H aMmP (500 MTI'i, CD5;0OD): 6 8,33 (d, J=5,5 I't, 1H), 8,06 (s, 1H), 6,81
(s, 1H), 6,42 (dd, J=17,0, 10,2 I', 1H), 6,27 (dd, J=17,0, 1,8 T'u, 1H), 6,11 (d, J=5,5 T'y, 1H), 5,67 (dd, J=10,3,
1,8 I'u, 1H), 5,35-5,25 (m, 1H), 4,44 (s, 1H), 4,16 (d, J=10,6 T'u, 1H), 2,14 (s, 3H), 1,86-1,61 (m, 6H), 1,60-1,46
(m, 2H), 1,36 (dd, J=6,1, 3,8 ', 6H).

MMpumep 300. N-((1R,25)-2-AxpunaMuIOIHUKIONEHTI )-4-0kc0-5(*S)-(4-(MupuauH-3-1I0KCH ) peHMIT)-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOoKCaMuI.

[¢)

Cramus A. 3-(4-HurpodeHnoken)nmupruauH. YKazaHHOE B HA3BaHUW COSMHEHUE TTOJTyJali C IPUMEHEHUEM
YCIIOBUH, aHAJOTHYHBIX YCIOBHUSAM IMPOMEKYTOUHOTO coenuHeHus 1, cramus A, ¢ mpumeHeHuweMm l-drop-4-
HUTPOOCH30J1a ¥ TUPUANH-3-0J1a.

Cranust B. 4-Oxco-5-(4-(nmupunun-3-unoken)pennn)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadpuinen-2-
KapOOKcaMuIHAs KUCIOTa. YKa3aHHOE B HAa3BaHWH COEIMHEHHUE MOJIydald CIiocoOOM, aHaJIOTHYHBIM CIIOCO0Y
MPOMEXYTOYHOTO coeanHeHus 25, cranun B-C, ¢ npumenennem 3-(4-HUTpodeHOKCH ) THpHUIMHA.

Cramust C. N-((1R,2S)-2-AxpunaMuI0IHUKIONSHTHI)-5-(2-MeTI-4-(MTUPUIUH-3 -HI0KCH ) peHHIT )-4-0KCOo-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad tineH-2-kapookcaMu. YKazaHHOE B Ha3BaHWU COEIAMHEHHUE IOJY-
Yaju CII0COOOM, aHAJIOTHMYHBIM crioco0y mpumepa 1, cramus A, ¢ mpuMmMeHeHHeM 4-0kco-5-(4-(mupunuH-3-
nnokcn)ennn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapobonooii  kucinotel U N-[(1S,2R)-2-
aMUHOIIMKJIOTICHTHJI |IpoT-2-eHaMua (TPOMEKYTOUHOe coenuHeHune 36) (0e3 ymaneHus 3allUTHOW TPYIIBI C
nomornisio HCI/MeOH). MC (M9P): macca, paccunrannas st CygHo4NgO4S, 540,6; m/z mo pesynbraTtam aHa-
mmza: 541,1 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,44-8,40 (m, 1H), 8,38-8,34 (m, 1H), 8,33-8,28 (m, 1H),
7,62-7,57 (m, 1H), 7,50-7,44 (m, 3H), 7,29-7,25 (m, 2H), 6,32-6,24 (m, 1H), 6,23-6,16 (m, 2H), 5,64-5,59 (m,
1H), 4,47-4,37 (m, 2H), 2,16-2,01 (m, 2H), 1,97-1,86 (m, 1H), 1,82-1,61 (m, 3H).

IIpumep 301. N-((1R,2R)-2-AxpuiaaMuIOIKIONEHTII)-5-(*S)-(2-MeTHII-6-(h eHOKCUTTUPUMHTAH-3-1T)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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Cramuss A. N-((1R,2R)-2-AmunoruknoneHT)-5-(*S)-(2-MeTi-6-heHOKCUTUPUINH-3 -1i1)-4-0KCc0-4,5-
nmuruapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYJaIHd
CIoCcoOOM, aHAJIOTHYHBIM CIOCOOy mpumMepa 1, cramus A, ¢ MIpUMEHEHHEM 5-(2-MeTHII-6-(heHOKCUTTUPHTNH-3 -
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rprazaaneHad TiineH-2-kapOOHOBOI  KUCIOTH  (IIPOMEXYTOYHOE CO-
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enunenue 29, Bxmouas CIIOCOB 1 XMPAJIBHOT'O PA3JEJIEHUS ¢ nmonydenuem *S-atporonzomepa) u
tper-0ytna N-[(1R,2R)2-amunonuknonenTin|kap6amara U ¢ MCHOJIb30BAaHUEM JWU3OIPONMIITUIAMIHA BMe-
CTO TPUATUIIAMHHA.

Cramus B. N-((1R,2R)-2-AxprraMuonukIone T )-5-(*S)-(2-MeTii-6-h e HOKCUTUPUIUH-3-1T)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TiieH-2-kapOokcaMul. YKa3aHHOE€ B Ha3BaHWM COCIWHEHHUE TIONY-
JaM CIoco0oM, aHaJOTrHYHBIM crioco0y mpumepa 337, ¢ mpumenenneM N-((1R,2R)-2-aMHUHOITUKIIOIEHTHI)-5-
(2-meTmin-6-penoxcunupunui-3-mn)-4-okco-4,5-qguruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2-kapOookca-
muga. MC (MDP): macca, paccuntannas it Co,oHysNgO4S, 554,6; m/z mo pesynbTatam aHanmza: 555,0 [M+H]+.
'H SIMP (500 MI'u, CDCl3): & 9,55 (s, 1H), 8,37 (d, J=5,4 T, 1H), 7,53 (d, J=8.6 T, 1H), 7,48-7,38 (m, 2H),
7,26-7,10 (m, 3H), 6,93-6,73 (m, 2H), 6,45-6,26 (m, 2H), 1,72-1,70 (m, OH), 6,19-5,96 (m, 2H), 5,67 (dd,
J=10,3, 1,4 I'u, 1H), 4,27-3,98 (m, 2H), 2,43-2,33 (m, 1H), 2,33-2,22 (m, 4H), 1,91-1,81 (m, 2H), 1,66-1,43 (m,
2H).

Mpumep 302. N-((1R,2S)-2-AxpunaMuIOIUKIOTeKCHIT)-4-0KC0-5-(2-peHoOKcHIMpUMUInH-5-1i)-4,5-11-
ruapo-3H-1-tua-3,5,8-rprazaanenadruneH-2-kapOoKkcamMu.

SACUURES
-

Cramus A. 5-Hutpo-2-heHokcunupuMuanH. YKa3aHHOE B HAa3BAaHUU COCTUHEHHE TMONYyYalld CIIOCOOOM,
AHAJIOTUYHBIM CIIOCO0Y TOJYYCHUS MPOMEKYTOYHOTO COCTUHEHUs 24, cTamus A, ¢ MPUMEHCHHEM 2-XJI0p-5-
HUTpONMpUMUIUHA U (eHona u ¢ ucrnons3oanueM TEA mnn DIEA Bmecto Cs,COs.

Cramust B. 4-Oxco-5-(2-penokcunupumuus-5-uin)-4,5-muruapo-3H-1-tna-3,5,8-tpuasaanenadpuinen-2-
KapOOKcaMHIHAs KUCIIOTa. YKa3aHHOC B HAa3BaHHWW COCIUHCHHUE MOJYYald CIOCOOOM, aHAIOTHYHBIM CIIOCO0Y
MOJYYCHUS MPOMEKYTOUHOTO coenuHeHus 16, ctamuu B-C, ¢ mpuMeHeHHEM S-HUTPO-2-(CHOKCUITUPUMUIIHA
Ha cTaguu B.

Cramqus C. N-((1R,25)-2- AxpraMuIOIUKIOT€KCHIT )-4-0KCO-5-(2-(heHOKCUTTUPUMHUTAH-5-11)-4, 5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYYaIH
CrocoOOM, aHAJIOTHYHBIM croco0y mpumepa 1, cramus A, ¢ npumererweMm N-[(1S,2R)-2-aMuHOIIMKIO-
rexcui|mnporn-2-eHaMuaa (mpoMmexxyrounoe coemuHeHue 40) u  4-okco-5-(2-heHOKCUMpUMUIUH-5-11)-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-kapOOHOBON KUCIOTHI (0€3 yaaleHus 3alUTHON TPYIIIEI C TM0-
motrsio HCI/MeOH). MC (M3P): macca, paccuntansast it CogHysN-,04S, 555,6; m/z o pesynbraTaM aHau3a:
556,3 [M+H]". "H SIMP (400 MI'ry, .JIMCO-dg): & 10,12 (s, 1H), 8,76 (s, 2H), 8,37-8,32 (m, 1H), 7,90-7,81 (m,
2H), 7,50-7,42 (m, 2H), 7,31-7,24 (m, 3H), 6,44-6,33 (m, 2H), 6,16-6,07 (m, 1H), 5,62-5,56 (m, 1H), 4,24-4,17
(m, 1H), 4,05-3,97 (m, 1H), 1,74-1,52 (m, 6H), 1,45-1,31 (m, 2H).

Mpumep 303. N-((1R,2S)-2-Axpunamunonuknorexcui)-5-(*S)-(2-mMeTuin-6-heHOKCUITUPUMHINH-3-11)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcaMu.
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Cramus A. N-((1R,25)-2-Amunonumknorekcun)-5-(*S)-(2-meTun-6-penokcunupuaus-3-mn)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCIAMHEHHUE TIOTYJaIH
CIocoOOM, aHAJIOTHYHBIM CHOCOOy mpumMepa 1, cramus A, ¢ MpUMEHEHHEeM 5-(2-MeTHII-6-(heHOKCUTTUPHTNH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOOHOBOW KHCIOTHI  (MMPOMEKYTOYHOE CO-
equaenne 29, pxmodas CIIOCOB 1 XMPAJIBHOT'O PA3JIEJIEHUA ¢ momydenuem *S-atporomsomepa) u
TpeT-0yTnn N-[(1S,2R)-2-aMmuHOIMKIIOTeKCHII |[KapOaMaTa M ¢ UCIOJIb30BaHNEM JUU3OMPOIMIITHIAMUHA.

Cramus B. N-((1R,2S)-2-AxpunamMugonukiaorekcun)-5-(*S)-(2-meTrin-6-peHoKCUITUPUM U IHH- 3 -11 )-4-0K-
co-4,5-nmurunpo-3H-1-tua-3,5,8-rpuazaanenad tuineH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHUM COCIUHCHHE IO-
JyYau crocoOoM, aHaJOTHYHBIM criocoOy mpumepa 337. MC (MUOP): macca, paccuntannas s Cs;oHpgNgO,4S,
568,7; m/z To pe3ynbTaTaM aHanmm3a: 569,1 [M+H]". 'H sIMP (500 MTI', CDCls): 6 9,52 (s, 1H), 8,36 (d, J=5,4
I'u, 1H), 7,60-7,37 (m, 3H), 7,26-7,18 (m, 3H), 7,14-7,01 (m, 1H), 6,81 (dd, J=8,5, 0,8 I'u, 1H), 6,42 (dd,
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J=16,9, 1,4 I'n, 1H), 6,31 (s, 1H), 6,19 (dd, J=16,9, 10,3 I'u, 1H), 6,00 (d, J=5,5 T'u, 1H), 5,74 (dd, J=10,2, 1,4
I'u, 1H), 4,33-4,25 (m, 1H), 4,21-4,08 (m, 1H), 2,29 (s, 3H), 2,10-1,88 (m, 2H), 1,75-1,67 (m, 4H), 1,60-1,56
(m, 2H).

Ipumep 304. N-((1R,2S)-2-AxpunamunornukionenTnn)-5-(*S)-(2-metmn-4-((terparuapo-2 S-nupan-4-
nn)okcn)penmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMH/I.

AL, ¢
XN 4 HNs

VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYal CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HueM  5-(2-mernn-4-((trerparunpo-2H-nupan-4-un)okcn)hennn)-4-okco-4,5-qurunpo-3H-1-tua-3,5,8-rpuasza-
areHa THIICH-2-KapOOHOBOM KHUCIIOTHI (TpoMexxyTouHoe coenauHeHue 12) m tper-0yTun-N-[(1S,2R)-2-amuHO-
IUKJIONICHTIII |[Kap0amMaTa W ¢ WCIOJIb30BaHUEM ITUU3ONPONMIIATHIAMIHA BMECTO TPUATHIAMHUHA Ha CTaguH A.
XwupansHast SFC ouncrka (HenoasmwxkHas gaza: CHIRALCEL OD-H 5 mxm 250x20 MM, moxsmwxkHas daza: 65%
CO2, 35% MeOH) oGecnieunBana moiaydeHrne yka3aHHOTO B Ha3BaHWU coenuHeHnsd U N-((1R,2S)-2-akpunamu-
JorrKIIoneHTrN)-5-(*R)-(2-meTrn-4-((terparuapo-2H-mupan-4-wn)oken ) penmn)-4-okco-4,5-muruapo-3H-1-
THa-3,5,8-TpuazaanenadTuieH-2-kapookcamuaa (npumep 347). MC (MDP): wmacca, paccuuTaHHas IS
Cy9H3N505S, 561,7; m/z o pe3ymbTaTaM aHammsa: 562,3 [M+H] . 'H samP (400 MI', CD;0OD): ¢ 8,29-8,23
(m, 1H), 7,24-7,16 (m, 1H), 7,06-7,00 (m, 1H), 6,99-6,93 (m, 1H), 6,32-6,14 (m, 2H), 6,02-5,96 (m, 1H), 5,63-
5,56 (m, 1H), 4,68-4,56 (m, 1H), 4,46-4,33 (m, 2H), 3,99-3,89 (m, 2H), 3,66-3,54 (m, 2H), 2,18-1,98 (m, 7H),
1,96-1,83 (m, 1H), 1,81-1,61 (m, SH).

Ipumep 305. N-((1R,2S)-2-AkpruraMUAOIMKIONECHTH)-5-(2-MeTHI-4-(TTUPUAa3HH-3 -WITIOKCH ) heHIIT)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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Cramus  A. 5-(2-Metun-4-(mupunaszud-3-mwiokcn)dpermn )-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuasa-
arieHa() THIICH-2-KapOOHOBast KUCIIOTa. YKa3aHHOC B HA3BAHWUU COCIMHCHUC TIOIYYaH CIIOCOOOM, aHAJIOTHYHBIM
croco0y TMOJTydeHHUs] MPOMEKYTOYHOTO COCINUHCHHS 15, ¢ MpUMEHEHHEeM 3,6-IUXJIONUPHUIA3uHa, 3-METHI-4-
HUTpodeHomna cragus A, (6e3 Cu).

Cramus  B. N-((1R,25)-2-AxpunaMuI0IHMKIONSHTHIN)-5-(2-MeTHII-4-(TTUpHIa3HH-3 -HII0KCH ) e HIIT )-4 -
okco-4,5-nmuruapo-3H-1-tua-3,5,8-rpnazaaneHad iiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWW COCIMHCHUE
TOJTy4Yaji criocoO0M, aHaJIOTHYHBIM CTIoco0y mpuMepa 1, ctanus A, ¢ mpuMeHeHueM S5-(2-meTuin-4-(mupuaa3uH-
3-unoxcu)pernn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-tpuazaanenad TuineH-2-kapOOHOBOH  KHCIOTHI W N-
[(1S,2R)-2-aMUHOIMKIIONIEHTHJI |IpOTI-2-eHaMua (TPOMEXYTOUHOE coenrHeHue 36) (0e3 ymaneHus 3amuTHOW
rpynmsl ¢ momonsio HCI/MeOH). MC (M3P): macca, paccantanHas mist CogH,sN;04S, 555,6; m/z mo pe3ynbTa-
tam asammsa: 556,1 [M+H]". "H SIMP (400 MI'u, CD;0OD): & 8,95 (d, J=4,0 Hz, 1H), 8,31 (d, J=5,5 Hz, 1H),
7,82-7,71 (m, 1H), 7,53-7,38 (m, 2H), 7,35-7,29(m, 1H), 7,29-7,20 (m, 1H), 6,34-6,14 (m, 3H), 5,65-5,55 (m,
1H), 4,50-4,35 (m, 2H), 2,22-2,14 (m, 3H), 2,14-2,02 (m, 2H), 1,96-1,86 (m, 1H), 1,80-1, 62 (m, 3H).

IMpumep 306. N-((1*S,3*S)-3-AxpunaMuIonUKIONEHTHN)-5-(*S)-(4-MeTnin-6-peHokcunupuanH-3-1i)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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VYkazaHHOe B Ha3BaHUHM COCIUHEHHE MOJTYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
C, ¢ mpumeneaneMm N-((1RS,3RS)-3-amuHOTIMKIOIEHTII)-5-(4-METHIT-6-DeHOKCUTTMPUINH-3 -1IT)-4-0KC0-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad tuien-2-kapookcamuaa (mpumep 293); OYUCTKY TPOBOIMIHN MTOCPEICT-
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BoM xupanbHOi SFC (memonsmxHas daza: Chiralpak TA, 5 mxm 250x20 MM, moaBmkHas ¢asza: 50% CO,, 50%
iPrOH). MC (MDP): macca, paccuurannas it C,oHysNeO4S, 554,6; m/z mo pesympraTtam aHamusza: 555,3
[M+H]". '"H SIMP (400 MI'u, CDCl3): & 9,51 (s, 1H), 8,37 (d, J=5,4 ', 1H), 8,05 (s, 1H), 7,50-7,39 (m, 2H),
7,30-7,15 (m, 3H), 6,95 (d, J=1,1 T'u, 1H), 6,29 (dd, J=16,9, 1,5 ', 1H), 6,14-6,01 (m, 2H), 5,87 (d, J=7,2 ',
1H), 5,77 (d, J=7,4 T'n, 1H), 5,66 (dd, J=10,3, 1,4 T'n, 1H), 4,52 (dh, J=10,3, 7,2 T'n, 2H), 2,39-2,18 (m, 4H),
2,03 (qdd, J=13,9, 7,9, 6,6 T', 2H), 1,69-1,46 (m, 2H), 1,21 (d, J=6, 1 I'u, 1H).

Ipumep 307. N-((1R,2R)-2-AkpunaMuIoIUKIONCHTHN )-4-0KC0-5-(5-peHOKCUTMpUMUANH-2-1 )-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad tniaeH-2-KkapOOKCaMUI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoOOM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
IIPUMEHECHUEM 4-oxco-5-(5-penokcunupumunun-2-un)-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenad TrneH-2-
KapOOHOBOH KHCIJIOTHI (mpoMexkyTouHoe coenunenue 14) n N-[(1R,2R)-2-aMUHOIMKIONEHTHII | TPOTI-2-eHaMKja
(mpomesxyTouHOE coennHeHue 46), 6e3 yaaneHus 3amuTHOH rpynmnsl ¢ nomousio MeOH/HCIL. MC (M9OP): mac-
ca, paccuntannas mius C,7Hy3N,0,S, 541,6; m/z no pesynpTataM anammsa: 542,1 [M+H]". 'H sIMP (400 MI'm,
CD;0D): 6 8,69(s, 2H), 8,35-8,30 (m, 1H), 7,55-7,45 (m, 2H), 7,34-7,23 (m, 3H), 6,33-6,28 (m, 1H), 6,24-6,20
(m, 2H), 5,65-5,58 (m, 1H), 4,34-4,17 (m, 2H), 2,23-2,13 (m, 2H), 1,86-1,79 (m, 2H), 1,69-1,47 (m, 2H).

IMpumep 308. N-((1*S,3*S)-3-AxkprIaMuIOTUKIOTeKCHIT)-5-(*S)-(4-MeTHIT-6-heHOKCUTTUPHUTUH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHUI.
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Cramus A. N-((1RS,3RS)-3-AmuHO0MKIOTeKCHIT)-5-(*S)-(4-MeTHII-6-)eHOKCUTTUPUINH-3 -1T)-4-0KC0-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYyYaId
CIocoOOM, aHaJOTHMYHBIM Ccroco0y mpumepa 166, cramun A-B, ¢ npumeHeHuem 5S-(4-MeTmi-6-peHOKCH-
NUPHUINH-3-11)-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad TniaeH-2-kapOOHOBOH KHCIIOTHI  (TTPOMEXY-
touyHoe coeauHeHne 27, Bkimodas CIIOCOb 1 XUWPAJIBHOI'O PA3JEJIEHUA ¢ nonydyeHumem *S-
aTpornionsomepa) u tper-oytuia rac-[(1R,3R)-3-amuronuknorexkcuia|kapoamara.

Cramus  B.  N-((1*S,3*S)-3-Axpunamunonmkiorekcuin)-5-(*S)-(4-metnin-6-peHokcunupuana-3-1i)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaaneHad TrneH-2-kapookcaMul. YKa3aHHOC B HAa3BaHUHM COCIUHCHHC
MOJYYalld CIIOCOOOM, aHAJOTHMYHBIM croco0y mpumepa 166, cramus C, ¢ npumenenuem N-((1RS,3RS)-3-
aMUHOIIMKJIOTeKCHI)-5-(*S)-(4-MeTHI-6-heHOKCUTUPUIUH-3-11)-4-0KkCc0-4,5-nurunpo-3H-1-tra-3,5,8-tpuasa-
arneHaQ TIIIeH-2-KkapOokcamua. O4rcTka ¢ moMoIipio xupanbHoi SFC obecreunBana MoaydeHHe yKa3aHHOTO B
HazBanuu coenuHeHuss W N-((1*R,3*R)-3-akpumamumonukinorekcun)-5-(*S)-(4-MeTun-6-heHOKCUTTUPHTNH-3 -
nn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapookcamuna (npumep 332) (HEmoaBHIKHAS
¢aza: CHIRALPAK AD-H, 5 mxm 250x20 MM, noasmxkHas daza: 60% CO,, 40% iPrOH) (387 mr). MC (U3P):
Macca, paccuuranHas 11 CioH,sNeO4S, 568,7; m/z mo pesyasTatam aHanmsa: 569,3 [M+H]" 'H aMmp (500
MTI'n, CDCL;): 6 9,42 (s, 1H), 8,37 (d, J=5,5 I', 1H), 8,07 (s, 1H), 7,48-7,40 (m, 2H), 7,29-7,16 (m, 3H), 6,98-
6,93 (m, 1H), 6,30 (dd, J=17,0, 1,5 T'n, 1H), 6,17-6,02 (m, 2H), 5,84 (d, J=7,8 'y, 1H), 5,72 (d, J=7,5 T'n, 1H),
5,65 (dd, J=10,3, 1,5 I'y, 1H), 4,27 (dqt, J=19,9, 7.5, 3,9 T'u, 2H), 2,21 (d, J=0,8 T'u, 3H), 1,92-1,63 (m, 4H),
1,54 (dtd, J=12,2, 7,8, 4,0 I'n, 1H), 1,21 (d, J=6,1 I'y, 3H).

Mpumep 309. N-((1R,25)-2-Axpunamunonmkiorekcuin)-5-(*S)-(6-(IMKI0NeH THIOKCH ) -4 -ME THIIITA PUANH-
3-un)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenad trneH-2-kapookcaMuI.
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VYkazaHHOe B Ha3BaHUHM COCIUHEHHE TOJYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
A, ¢ puMeHeHneM 5-(6-(IMKIONEHTHIIIOKCH )-4-MEeTHITTUPUINH-3 -11)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-tpu-
azaaneHaTHIICH-2-KapOOHOBOH KHCIOTHI (TIpomexkyTouHoe coemuHenue 25, Bxmouas CIIOCOBb 1 XUPAJIb-
HOI'O PA3JIEJIEHUA c mnomyuenwem *S-arpomoumsomepa) u ¢ mnpumeneHueM N-[(1S,2R)-2-amuHo-
IUKJIOTeKcmI Jnpon-2-eHamua (nmpoMexxyrounoe coeannenne 40). MC (MOP): macca, paccunmtanHas mist
CaoH3,N0,S, 560,7; m/z 1o pesympraTam aHammsa: 561,2 [M+H]". 'H aMmp (400 MTI'm, CD;OD): 6 8,32 (d,
J=5,5 T, 1H), 8,06 (s, 1H), 6,83 (s, 1H), 6,42 (dd, J=17,0, 10,2 I'u, 1H), 6,27 (dd, J=17,0, 1,8 I';, 1H), 6,11 (d,
J=5, 6 I'n, 1H), 5,67 (dd, J=10,2, 1,9 ', 1H), 5,44-5,37 (m, 1H), 4,49-4,41 (m, 1H), 4,16 (d, J=10,3 T'u, 1H),
2,14 (s, 3H), 2,07-1,94 (m, 2H), 1,89-1,77 (m, 8H), 1,74-1,63 (m, 4H), 1,60-1,48 (m, 2H).

Mpumep 310. N-((1R,2S)-2-AxpunaMuI0IUKIONEHTHI)-4-0KC0-5-(2-(heHOKCUTTUPUMUTUH-5-1101)-4,5-11-
urunapo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-kapOoKcaMu .
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VYka3aHHOE B Ha3BaHUH COEJAMHEHUE IOTydaln CIIocoO0OM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npumeHerneM N-[(1S,2R)-2-aMuHONMKIONEHTHII|IIpOTI-2-eHaMHa (TIPOMEXYTO4YHOE coequHeHne 36) um N-
[(1S,2R)-2-aMuHOIMKIIOTeKCWIT [IpON-2-eHaMuia  (MpoMexyTouHoe  coeaumHenue 40) u  4-okco-5-(2-
(eHokcHTTUPUMUINH-5-11)-4,5-uruapo-3H-1-tna-3,5,8-Tpnazaanenad ruineH-2-kapOOHOBOH KUCIOTHI (IIpUMEp
302, mpoaykt co cragust B) (0e3 ymanenus 3ammutHO# rpymmbel ¢ nmomormbio HCI/MeOH). MC (M9P): macca,
paccuutannas mist Cy7Hy3N,0,S, 541,6; m/z mo pe3ympTatam aHammsa: 542,3 [M+H]". 'H sIMP (400 MTI'n,
JAMCO-dg u CD;0D): 6 8,70 (s, 2H), 8,33-8,29 (m, 1H), 7,90-7,64 (m, 1H), 7,46-7,39 (m, 2H), 7,28-7,20 (m,
3H), 6,34-6,29 (m, 1H), 6,25-6,15 (m, 1H), 6,09-6,01 (m, 1H), 5,56-5,49 (m, 1H), 4,33-4,21 (m, 2H), 1,99-1,63
(m, 2H), 1,79-1,57 (m, 3H), 1, 58-1, 45 (m, 1H).

Ipumep 311. N-((1R,2R)-2-AxpunaMugoUKIONESHTHN )-4-0KkCc0-5-(5-peHokcunupazun-2-nun)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTaiieH-2-kapOoOKCaMHu/I.

VYka3aHHOE B Ha3BaHUH COEAWHEHUE MOTydann CIIocoOOM, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, craaus A, ¢
npuMeHeHneM 4-oxco-5-(5-penokcunupasun-2-min)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kap6o-
HoBo# kucyotsl (mpumep 201, mpoaykt craanu A) u N-[(1R,2R)-2-amuHOIMKIOIEHTHI JTpON-2-eHamMua (TIpo-
MEXKYTOUHOE coequHeHue 46) (06e3 ynaneHus 3amuTHO# rpymmsl ¢ momorieio HCI/MeOH). MC (M9P): macca,
paccuutannas i Cyo7Hy3N,04S, 541,6; m/z mo pesympTataMm aHammsa: 542,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0OD): & 8,50-8,45 (m, 1H), 8,36-8,29 (m, 2H), 7,56-7,40 (m, 2H), 7,32-7,18 (m, 3H), 6,33 (d, J=5, 6 Hz, 1H),
6,24-6,16 (m, 2H), 5,67-5,57 (m, 1H), 4,37-4,15 (m, 2H), 2,26-2,07 (m, 2H), 1,89-1,76 (m, 2H), 1,73-1,50 (m,
2H).
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IMpumep 312. N-((1R,2S)-2-AxkpunaMugonnkiorekcui)-5-(*S)-(6-n300yTokcu-4-Me THIITHUPHU U H- 3 -11) -4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamMu.
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XwupaneHas SFC (memomsmxkHas ¢aza: Chiralpak AS-H 5 mxm 250x20 MM, nogsmxHas daza: 70% CO,,
30% MeOH) N-((1R,25)-2-akpumaMuIOIHAKIOTEKCH)-5-(6-1300yTOKCH-4-MEeTHIUPUANH-3-111)-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuaszaanenadrunen-2-kapookcamuaa (npumep 225) obecneynBaia MOJTyYeHHE yKa-
3aHHOTO B HasBaHuu coenuHeHuss n N-((1R,2S)-2-akpunamuponnkiorexcu)-5-(*R)-(6-u3o00yTokcu-4-metu-
NUPHUINH-3-11)-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad nieH-2-kapookcamuna (mpumep 352). MC
(U3P): macca, paccuntannas it CsH3oNeO4S, 548,7; m/z mo pesynpratam aHamuza: 549,2 [M+H]". 'H SIMP
(500 MI'y, CD50OD): & 8,39-8,29 (m, 1H), 8,06 (s, 1H), 6,89 (s, 1H), 6,42 (dd, J=16,9, 10,1 I'y, 1H), 6,27 (d,
J=18,0 I'y, 1H), 6,16-6,06 (m, 1H), 5,67 (d, J=11,0 I'n, 1H), 4,48-4,41 (m, 1H), 4,22-4,15 (m, 1H), 4,14-4,06 (m,
2H), 2,16 (s, 3H), 2,14-2,06 (m, 1H), 1,87-1,77 (m, 3H), 1,75-1,61 (m, 3H), 1,59-1,47 (m, 2H), 1,04 (d, J=6,7
I'm, 6H).

Ipumep 313. N-((1S,3R)-3-AxpuiaaMuIOIMKIONEHTI)-4-0KkC0-5-(5-heHokcunupunna-2-mumn)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTuiieH-2-kapOoKCaMHu/I.
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VYkazaHHOe B Ha3BaHUU COEAMHEHUE BBIICISITN ¢ momolsio xupansHoit SFC npoaykra npumepa 214. MC
(13P): macca, paccuntanHas it CysHyyNeO,4S, 540,6; m/z mo pe3ynpratam aHanuza: 541,3 [M+H]". 'H SIMP
(400 MI', CDCly): 8 9,53 (s, 1H), 8,53-8,26 (m, 2H), 7,59-7,33 (m, 5H), 7,26-7,22 (m, 1H), 7,21-7,08 (m, 2H),
6,54-6,45 (m, 1H), 6,44-6,34 (m, 1H), 6,26-6,20 (m, 1H), 6,10 (dd, J=16,9, 10,3 T'u, 1H), 5,67 (dd, J=10,2, 1,5
I'm, 1H), 4,44-4,31 (m, 1H), 4,18-4,06 (m, 1H), 2,54-2,40 (m, 1H), 2,10-1,57 (m, 4H), 0,86-0,82 (m, 1H).

Ipumep 314. N-((1R,2R)-2-AkpunaMuI0IUKIONCHTHN )-4-0KCO-5-(2-peHOKCUTTHPUMUANH-5-1 )-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaI ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npumenenreM N-[(1R,2R)-2-aMHUHOIIUKIIONEHTHI [IpoTI-2-eHaMua (MMPOMEKYTOYHOE coenuHeHne 46) BMeCTO
tpeT-0ytun ((1S,4S)-4-amunonmkinorekcun)kapoamara U N-[(1S,2R)-2-aMUHOIMKIOT€KCHIT |[TTPOTI-2-eHaMUIa
(mpomexxytouHoe coenuaeHne 40) u  4-okco-5-(2-peHokcunupumunuH-S5-un)-4,5-murunpo-3H-1-tua-3,5,8-
TpHazaarneHaQpTHIeH-2-KapOoHOBOM KUCIOTH (ipuMep 302, mpoaykT ctaauu B) (6e3 ymaneHus 3aluTHON TpyII-
el ¢ momoteio HCI/MeOH). MC (M3QP): macca, paccuntannas 1t Cyp7Hy3N504S, 541,6; m/z mo pesynbratam
anammsa: 542,4 [M+H]". 'H SIMP (400 MT't, .JIMCO-de): & 10,28 (s, 1H), 8,75 (s, 2H), 8,44-8,00 (m, 3H), 7,53-
7,36 (m, 2H), 7,36-7,18 (m, 3H), 6,34 (d, J=5,5 Hz, 1H), 6,23-6,10 (m, 1H), 6,09-5,97 (m, 1H), 5,60-5,50 (m,
1H), 4,27-4,17 (m, 1H), 4,17-4,06 (m, 1H), 2,08-1,90 (m, 2H), 1,76-1,37 (m, 4H).

Mpumep  315.  N-((1*S,3*S)-3-AKpriIaMHIOIUKIOTEKCHIT)-4-0KCO-5-(5-PpeHokennupuann-2-ui)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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XupanbHass SFC ounctka N-((1RS,3RS)-3-akpumaMuaonukiIorekcu)-4-okco-5-(5-heHoOKCUumpuana-2-
wn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcamua. (Ilpumep 216), (wenmonsrkHas ¢asa:
Chiralpak 1A, 5 mxm 250x20 MM, nogsrkHas ¢aza: 50% CO,, 50% iPrOH) obecneunBana moxydeHue yKa3aH-
Horo B HazBaHuM coequHeHHs u N-((1*R,3*R)-3-akprnaMuIonuKIoreKcui)-4-okco-5-(5-peHoKcuupuIH-2-
wn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamuna (nmpumep 344). MC (M3P): macca, pac-
cunransas s CooHygNgO,S, 554,6; m/z 1o pesynsratam anammsa: 555,3 [M+H]'. 'H siMP (400 MI'y, CDCly):
5 9,44 (s, 1H), 8,46-8,30 (m, 2H), 7,58-7,35 (m, 4H), 7,26-7,22 (m, 1H), 7,19-7,06 (m, 2H), 6,34-6,22 (m, 2H),
6,16-6,06 (m, 1H), 5,94-5,86 (m, 1H), 5,71 (d, J=7,5 T'u, 1H), 5,68-5,61 (m, 1H), 9,41-9,24 (m, OH), 4,35-4,19
(m, 2H), 1,97-1,88 (m, 2H), 1,85-1,77 (m, 5H), 1,59-1,49 (m, 1H).

Mpumep 316. N-((1R,2R)-2-AxprnamunonurioneHTun)-5-(*S)-(4-n30nponokcu-2-Me i eHmI)-4-0Kco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaMHUI.

Y
/so

N

VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydan CIIocoO0OM, aHAIOTHYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
MIPUMEHEHUEM  5-(4-U30TpOTIOKCH-2-MeTHIheHIT)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad rineH-2-
KapOOHOBOM KHUCIIOTH (TpomexkyTouHoe coemubenne 31, Bkmodas CIIOCOBb 1 XUPAJIBHOI'O PA3/IEJIE-
HUA ¢ momydenmem *S-atpomom3omepa) u ¢ npuMeHeHueM N-[(1R,2R)-2-aMUHOIMKIOTIEHTHI |IPOTI-2-
eHamua (IpoMeXyTouHOE coennHeHue 46), 6e3 ymanenus 3ammurtHoi rpynnsl HCI/MeOH. MC (M9P): macca,
paccunranHas s C,7HoNsO,4S, 519,6; m/z mo pesynsTatam aHanmsa: 520,3 [M+H]™ 'H aMP (400 MTI1,
JAMCO-d): 8 10,13 (s, 1H), 8,32-8,23 (m, 2H), 8,22-8, 12 (br, 1H), 7,20 (d, J=8,6 ', 1H), 6,97-6,91 (m, 1H),
6,89-6,82 (m, 1H), 6,22-6,11 (m, 1H), 6,08-6,01 (m, 1H), 5,86 (d, J=5,4 I'y, 1H), 5,60-5,50 (m, 1H), 4,67-4,56
(m, 1H), 4,27-4,08 (m, 2H), 2,07-1,90 (m, 5H), 1,72-1,61 (m, 2H), 1,61-1,50 (m, 1H), 1,49-1,36 (m, 1H), 1,26
(d, J=6, 0 I', 6H).

Mpumep 317. 5-([2,3'-bunmpuann]-4-mm)-N-((1R,25)-2-akprunamunonukinonentn )-4-okco-4,5-1uruapo-
3H-1-tuna-3,5,8-TpnazaanenadruieH-2-kapOoKcaMuI.

O

AR

Cramus A 5-([2,3'-burmmpuann]-4- Hn) 4-okco-4,5-murunapo-3H-1-tna-3,5,8-Tpuazaanenad TuieH-2-
KapOOHOBasl KMCJIOTA. YKa3aHHOE B HAa3BaHHM COEAMHEHHUE TONydald CHOCOOOM, aHAJOTWYHBIM CIIOCO0Y mpo-
MEXYTOYHOTO coemuHeHus 19, cramms A, ¢ TpPUMEHEHHEM MUPHIWH-3-WIOOPOHOBOW KHCIOTHI W 2-
xJoprupuaAnH-4-aMuH U ¢ ucronb3oBanueM PdCl,(PPhs), BMmecto Pd(OAc), Ha cTanuu A.

Cramus B. 5-([2,3'-bunupunun]-4-un)-N-((1R,2S)-2-akpunaMugomuKIoneHnTn )-4-o0kco-4,5 -quruapo-3H-
1-tna-3,5,8-rpnazaaneHad tuneH-2-kapookcaMul. YKa3aHHOE B Ha3BaHWU COEIMHECHHE IOJyYald CIocoOoM,
aHAJIOTUYHBIM crioco0y npumepa 1, cragus A, ¢ npumenenueM 5-([2,3'-Ounupuaun]-4-mn)-4-okco-4,5-1uruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapooHoBoi kucnotel U N-((1S,2R)-2-aMHHOIMKIIONEHTHI)aKprIaMuIa
(mpomesxyTouHoOe coeauHenue 36) 6e3 ynanenus 3amurHol rpynnsl ¢ nomoinsio HCI/MeOH. MC (M3P): mac-
ca, paccuntanHas s C,7Hp3N,05S, 525,6; m/z no pesynmpratam ananmsa: 526,2 [M+H]". 'H sIMP (400 MI'w,
CD;0OD): 6 9,31-9,19 (m, 1H), 8,98-8,86 (m, 1H), 8,65-8,56 (m, 1H), 8,54-8,47 (m, 1H), 8,35-8,26 (m, 1H),
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8,21-8,11 (m, 1H), 7,61-7,51 (m, 2H), 6,34-6,23 (m, 2H), 6,23-6,16 (m, 1H), 5,67-5,55 (m, 1H), 4,46-4,35 (m,
2H), 2,13-2,00 (m, 2H), 1,96-1,85 (m, 1H), 1,80-1,60 (m, 3H).

IMpumep 318. N-((1*R,2*S)-2-AMUHOIHUKIONEHTH )-5-(*S)-(2-MeTHI-6-(eHOKCUTTHUPUIUH-3-11T)-4-0KCO-
4,5-nuruapo-3H-1-tua-3,5, 8-rpuazaarnenadruneH-2-kapOookcaMu.

° /N o
OAYSY
X\

| R

VYkazaHHOE B Ha3BaHUH COEIMHEHHE MTOTyYall CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-MeThI-6-PpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
0OHOBOW KHCTOTHI (TIpoMexyTouHoe coenuuenue 29, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
nosydeHrneM *S-atpononzomepa) u Tpet-oyTui ((1S,2R)-2-amunonuknonenTn)kapbamara. MC (MDP): macca,
paccuutanHas misa CocHoyNgO3S, 500,6; m/z mo pesympratam anammsza: 501,0 [M+H]". 'H sIMP (500 MTI'n,
CDCl): 6 9,53 (s, 1H), 8,36 (d, J=5,5 I', 1H), 7,52 (d, J=8,5 I'u, 1H), 7,46-7,36 (m, 2H), 7,28-7,16 (m, 2H),
6,97 (s, 1H), 6,84-6,76 (m, 1H), 6,00 (d, J=5,5 I'u, 1H), 4,69-4,60 (m, 1H), 4,27-4,14 (m, 1H), 4,12-4,04 (m,
1H), 2,29 (s, 3H), 2,12-2,01 (m, 1H), 1,91-1,55 (m, SH), 1,49 (s, 9H).

Mpumep  319.  N-((1S,3R)-3-AxpunamMugonuKIoneHTIII)-4-0Kkc0-5-(2-peHokcunmpumuua-5-mi)-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.

° /N 1)
SRSl
LA _O\)v

VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 337, ¢ mpuMe-
HeHueM TpeT-0yTuin-N-[(1R,3S)-3-amuHonuknonenTu |kapdamara U 4-okco-5-(2-(heHOKCHUITUPUMHUINH-5-1IT)-
4,5-nmurunpo-3H-1-tna-3,5,8-tprazaanenadrmieH-2-kapooHoBol kucioTsl (mpumep 302, mpoxaykt craguu B).
MC (MDP): macca, paccuntannas mis Cy;Hp;N;,04S, 541,6; m/z o pesynbratam ananusa: 542,3 [M+H]".

Mpumep 320. N-((1R,2S)-2-AxpuiaaMuI0oIMKIONEHTIN)-4-0KCc0-5-(5-Qenmmupunasun-3-ui)-4,5-quru-
po-3H-1-trma-3,5,8-tpuazaanenadruneH-2-kapOokcaMul.

Cramus A. 3-Xnop-5-hennn-nmupunazus. PactBop 3,5-muxmoprmpunazuna (2,00 r, 13,4 MMois), dheHmI-
6oponoBoit kucnots (1,64 T, 13,4 mmois), Pd(OAc), (0,301 1, 1,34 mmons), 1,2,3,4,5-nentadenw-1'"-(au-Tpet-
oyrundochuno)dpepponena (1,906 r, 2,685 mmoins), KF (1,947 1, 33,56 mmons), nuokcana (50 mur) u Boas! (12
MJI) TIEpEMEIUBaIN ¢ OOPATHBIM XOJIOAWILHUKOM B TedeHue 15 4 B atmocdepe N,. Cmech pazbasmsum EtOA,
MPOMBIBAJIN COJICBBIM PACcTBOPOM, CYIIWIIN HaJa O0e3BoaHBIM Na,SO4 U KOHIIEHTpUpoBaIK qocyxa. OcTaToK OvH-
IIaJH C MOMOIINBI0 KOJIOHOYHOH (rem-xpomMaTorpaguu ¢ MOIYYCHHEM YKa3aHHOT'O B HA3BaHUM COCIUHCHUS
(1,53 1, BeIXOO 59,8%) B BHIEe Oenoro TBepaoro BemectBa. MC (MOP): macca, paccunrannas mist C;oH;CIN,
190,63; m/z mo pe3ynpTaTtam anaimsa: 190,0 [M+H]".

Cranmus B. tper-Bytun(5-¢pennnmupunaszun-3-mn)kapdbamar. Cmech 3-xi0p-5-penmn-nupunazuna (1,53 r,
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8,03 mmonb), TpeT-OyTHi-kap6amarta (1,88 T, 16,1 mmons), Pd(dppf)Cl, (0,592 r, 0,803 mmons), Xphos (0,928 T,
1,61 mmonp) u CS,CO; (6,54 1, 20,1 MmMonb) B auokcane (30 mur) nepememmuBany npu 100°C B Teuenue 16 4.
Cwmech pazbasmsuin EtOAc u dunbrpoBamu. Ocrarox paspensiu mMexay EtOAc m Bomoii, opraHudeckuii cioi
MPOMBIBAJIN COJIEBBIM PacTBOPOM, BBICYIIMBAIM Haj 0e3BOAHBIM Na,SO4 M KOHIEHTpHPOBAIH gocyxa. OcTaTok
OYHINAIA C TIOMOIIBIO KOJIOHOYHOU (pIrem-xpomarorpaduu ¢ moIydeHHeM YKa3aHHOTO B HA3BaHUW COCIUHECHUS
(0,96 r, BeIXO# 44%) B BHume cBemio-xkenroro TBepporo BemectBa. MC (MOP): macca, paccunTanHas yis
Cy5H;N;0,, 271,31; m/z o pe3yasTaTam aHamm3a: 272,0 [M+H]".

Cramus C. Merun 3-amuHO-4-((TpeT-0yTOKcHKapOOHMN )(5-peHUMUpHIa3uH-3 -1 )aMHHO ) TUEHO[ 2,3 -
bnupuana-2-kapOoKcmIaT YKka3aHHOE B Ha3BaHWW COCIWHEHHE IMOIYYasd C MPUMEHEHHEM YCIIOBHUH, aHaJo-
TUYHBIX OINWCAHHBIM JUISI TIPOMEXYTOYHOTO coenmHeHus 1, cragmm C-D, u ¢ mpuMmeHeHHeM TpeT-OyTui-(5-
¢ennnmmupunaszun-3-un)kapbamara u Cs,CO; BMecto S-¢pTop-2-Hutportonyoina u K,CO; Ha cragun C (1,05 1).
MC (MDP): macca, paccuntannas st CyyHp3NsO4S, 477,54; m/z mo pe3ynbratam aHanmza: 478,3 [M+H]".

Cragus D. Metun 3-amuHO-4-((5-¢eHUITHPUAa3HH-3-1IT)aMHHO ) THEHO| 2,3 -b JmupuauH-2-kapOoKCHIIaT.
PactBop Mmetun 3-amuno-4-((Tper-OyTokcukapOoHmi)(5-peHmmmupruaa3ut-3-mi)aMuHo ) TueHo| 2,3-b l[nupu -
2-kapbokcunara (1,05 r, 2,20 mmons) B TFA (4 mu) u DCM (12 M) nmepeMemiBaiy pH K. T. B Te€YEHHE 3 .
CMech KOHIIEHTPUPOBATH J0CyXa C MOITy4eHHEeM yKazaHHOro B Ha3BaHmu coenuHenus (0,79 r, 95% Brixox) B
BHJIE KEJITOTO TBEPJIOTO BEMIECTBA, KOTOPOE HEMOCPEACTBEHHO MPUMEHUTH Ha clieayromeit ctaauu. MC (MDP):
Macca, paccantannas as CH;sNsO,S, 377,42; m/z mo pe3ynsTataM aHammsa: 378,3 [M+H] .

Cramuss  E.  4-Oxco-5-(5-penmnmupunazun-3-un)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadureH-2-
KapOOKcaMHIHAs KUCIOTA. YKa3aHHOE B HA3BAHWM COCTUHEHHE MOJydald CHOCOOOM, aHAIIOTHYHBIM CIIOCO0Y
MPOMEXYTOUYHOTO coeauHenmst 1, cragmm E-F, ¢ mpumenenmeMm wmeTwi-3-amuno-4-((5-penumnmupunazun-3-
WIJ1)aMUHO )THEeHO| 2,3-b mupuanH-2-kapOokcuaTa.

Cragus F. N-((1R,2S)-2-AxkpunamMuIonuKIoneHTHN )-4-0kc0-5-(5-penmmupuna3zun-3-mi)-4,5 - Turuapo-
3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,
aHAJIOTHYHBIM croco0y mnpumepa 1, craams A, c¢ mnpuMmeHeHHeM 4-0kco-5-(5-penmnmmupunasun-3-un)-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad tnieH-2-kapOoHOBOM KHCJIOTBI u N-[(1S,2R)-2-amuHOIIMKITO-
NCHTW [ipon-2-eHamuia (TIPOMEKYTOYHOe coequHeHue 36) (0e3 yHancHHs 3allUTHON TPYIIBI C MOMOIIBIO
HC1/MeOH). MC (U3P): macca, paccuntanHas mais Cy;Hp3N5O3S, 525,6; m/z o pesynbratam aHamuza: 526,1
[M+H]". 'H SIMP (400 MI', .JIMCO-dq): & 10,27 (s, 1H), 9,86-9,83 (m, 1H), 8,40-8,33 (m, 2H), 7,99-7,93 (m,
2H), 7,90-7,85 (m, 1H), 7,82-7,77 (m, 1H), 7,62-7,55 (m, 3H), 6,34-6,28 (m, 1H), 6,28-6,18 (m, 1H), 6,11-6,02
(m, 1H), 5,58-5,52 (m, 1H), 4,34-4,19 (m, 2H), 2,00-1,84 (m, 2H), 1,82-1,67 (m, 2H), 1,67-1,47 (m, 2H).

Ipumep  321.  N-((1*S,3*S)-3- AkpunaMuIOIUKIONEHTH )-4-0KC0-5-(6-PpeHOKcuupuanH-3-1i)-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMUI.

o N
= | o
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VYkazanHoe B Ha3BaHuu coeamHeHne oummann xupanbHo SFC m3 N-((1RS,2RS)-2-akpumamumo-
UKIIOTICHTH)-5-(2-MeTHII-6-peHOKCUTTUPUIUH-3 -1 )-4-0Kkc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad-
THIIeH-2-KapOokcamua (mpumep 292) (HenonsrkHas ¢asza: Chiralpak 1A, 5 mxm 25020 MM, noxBrxHast daza:
50% CO,, 50% iPrOH), uto o6ecmeunBao MmoIyyeHne yKa3aHHOTO B Ha3BaHUM coenuHeHns u N-((1*R,3*R)-3-
aKPHIIAMHIOTIMKJIONIEHTH )-4-0KCO-5-(6-(heHOKcuupuauH-3-mn)-4,5-muruapo-3H-1-tna-3,5,8-tpuaza-
aneHa( TrieH-2-kapookcamuna (mpumep 334). MC (UDP): macca, paccunrannas g CogHyyNgO4S, 540,6; m/z
Mo pe3ysbTaTaM ananmusa: 541,2 [M+H]+. 'H amMP (500 MI'u, CDCly): & 8,38-8,32 (m, 1H), 8,17 (t, J=2,2 I'ny,
1H), 7,73-7,66 (m, 1H), 7,50-7,41 (m, 2H), 7,32-7,17 (m, 4H), 7,11 (dd, J=8,8, 1,7 I'u, 1H), 6,98 (p, J=5,3 I'y,
1H), 6,29 (dq, J=16,9, 1,4 I'u, 1H), 6,20-6,07 (m, 2H), 5,65 (dq, J=10,3, 1,4 T'u, 1H), 4,44 (dp, J=27,6, 6,8 I'L,
2H), 2,65 (d, J=5, 1 I'u, 1H), 2,25 (tdd, J=12,2, 7,3, 3,5 I'u, 2H), 1,96 (dq, J=23.9, 6,7 I'u, 2H), 1,67-1,48 (m,
2H).

Mpumep 322. N-((1R,2R)-2-Axpunamuaonukiorekcuin)-5-(*S)-(2-metnn-6-peHokcunupuana-3-mni)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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Cramus A. N-((1R,2R)-2-AmuHornmkinorekcmin)-5-(*S)-(2-MeTHi1-6 - e HOKCHITUPHUIUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-rpuaszaanenad trineH-2-kapOokcaMu. YKa3aHHOC B HAa3BaHWU COCIAMHCHHC TOTYYaTH
CIocoOOM, aHAJIOTHYHBIM CIOCOOy mpumMepa 1, cramus A, ¢ MpUMEHEHHEeM 5-(2-MeTHII-6-(heHOKCUTTUPHTNH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rprnazaaneHad TriieH-2-KapOOHOBOW KHCIOTHI  (MMPOMEKYTOYHOE CO-
equaenne 29, prmodas CIIOCOBb 1 XMPAJIBHOT'O PA3JIEJIEHUA ¢ momydenuem *S-atporomsomepa) u
tpeT-0yTun N-[(1R,2R)2-amuHOIIMKIIOTEKCHIT |[KapOamMaTa ¥ C UCTIOIh30BaHUEM JUHU3OIIPOITMIITHIIAMIHA BMECTO
TPHUATIJIAMIHA.

Cramus B. N-((1R,2R)-2-AxpuiaMuqonuKIOTeKCri )-5-(*S)-(2-MeTHiI-6 - eHOKCUTHP U I H-3 -1 )-4 -0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcaMu. YKa3aHHOE B Ha3BaHWU COEIAMHEHHUE IOJY-
Yajau crnoco0oM, aHaJIOTMYHBIM crioco0y mpumepa 337, ¢ npumenenneM N-((1R,2R)-2-amuHonmknorexcwn)-5-
(*S)-(2-meTnin-6-peHoKCHIUPHINH-3-111)-4-0Kkc0-4,5-murunpo-3H-1-tna-3,5,8-TpnazaanenadrieH-2-kapOok-
camuma. MC (M3P): macca, paccumrannHas mist Ci;gHpgNgO4S, 568,7; m/z mo pesynpratam anammsa: 569,0
[M+H]".

'H SIMP (500 MI'n, CDCLy): & 9,61 (s, 1H), 8,35 (d, J=5,4 I'u, 1H), 7,58-7,38 (m, 3H), 7,26-7,14 (m, 3H),
6,81 (d, J=8,5 I'u, 1H), 6,69 (d, J=7,2 I'n, 1H), 6,39-6,19 (m, 2H), 6,17-5,93 (m, 2H), 5,62 (dd, J=10,3, 1,4 I'L,
1H), 4,04-3,74 (m, 2H), 2,33-1,36 (m, 11H).

IMpumep 323. N-((1S,3S)-3-AxprIaMuIOIUKIOTEKCHII)-4-0KCO-5-(6-heHOKCUTTUPHUINH-3 -1T)-4, 5-TUTHT-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaId CIIOCOO0M, aHAJIOTHYHBIM crioco0y mpumepa 166, ¢ npumMe-
HeHueM 4-okco-5-(6-heHokcumupuaui-3-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOoHOBOH
KHCIIOTHI  (poMeXyTouHoe coemuHenme 28) u  Tper-OyTmi-paremmdeckoro-[(1R,3R)-3-aMmuHOIIMKIO-
rexcui|kapbamara Ha ctagum A. Oumctka ¢ momomsio xupanbHo SFC panemudeckoro N-((1RS,3RS)-3-
aKpUIIAMHIOTIMKIIOTeKCHIT)-4-0KCc0-5-(6-heHokcunmupuana-3-mn)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaare-
HadTunen-2-kapookcamuna (HermoaBmkHas ¢asza: Chiralpak IA, 5 mxm 250x20 MM, noasmxkHast ¢asza: 50% CO2,
50% iPrOH) obecneunBana TONy4eHHE YKa3aHHOrO B Ha3BaHmd coeamHeHHss ©  N-((1*R,3*R)-3-
AKPUITAMHIOTIMKIIOT€KCHIT)-4-0KC0-5-(6-heHoKkcumupuanH-3-mn)-4,5-murunpo-3H-1-tua-3,5,8-tpuazaamnenad -
THieH-2-kapookcamuaa (mpumep 331). MC (UDP): macca, paccuutannas it CyHysNeO4S, 554,6; m/z mo pe-
3ymbTaTaM aHammsa: 555,2 [M+H]". 'H samP (500 MI'u, CDCl;): 6 8,36 (tt, J=4,8, 1,8 I'n, 1H), 8,21-8,15 (m,
1H), 7,75-7,69 (m, 1H), 7,56-7,43 (m, 3H), 7,36 (dt, J=4,3, 1,8 I'u, 1H), 7,29 (dd, J=7,6, 3,8 T'u, 1H), 7,22 (t,
J=5,8 T'n, 2H), 7,13 (ddd, J=9,0, 5.9, 2,7 I'u, 1H), 6,32-6,21 (m, 2H), 6,21 (ddt, J=7,0, 4,8, 2,1 I'n, 1H), 5,67
(ddd, J=9,6, 4,9, 2,2 I'n, 1H), 4,23 (dd, J=7,2, 3,5 I'y, 1H), 4,15 (dq, J=9, 6, 4,8 I'y, 1H), 3,45-3,35 (m, 2H), 1,90
(td, J=13,7, 6,9 I'y, 2H), 1,77 (dd, J=9,4, 4,6 I'y, 2H), 1,66-1,59 (m, 2H), 1,54 (q, J=9,4 I'n, 1H).

Mpumep 324. N-((1R,2R)-2-AxprinaMuIonuKiIoneHTi)-4-okco-5-(3-(mupuaus-3-wi)pennn)-4,5-uru-
po-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
npuMmeHeHneM  4-okco-5-(3-(mmpuann-3-nn)penun)-4,5-auruapo-3H-1-tua-3,5,8-rpuazaanenad rien-2-kap-
6onoBo# kucnotsl (npumep 202, mpoaykt cramun A) U N-[(1R,2R)-2-aMUHOIMKIONEHTHI | TPOII-2-eHaMK1a
(mpomesxyTouHoe coenuHeHue 46) (0e3 ymaneHust 3ammrTHON rpynnsl ¢ nomomsio HCI/MeOH). MC (U3P):
Mmacca, paccuutanHas it CogH,ryNgO3S, 524,6; m/z mo pesynbpratam aHammsa: 525,1 [M+H]". 'H aMP (400
MTI'n, CD;0D): & 8,94-8,79 (m, 1H), 8,60-8,49 (m, 1H), 8,33-8,24 (m, 1H), 8,20-8,09 (m, 1H), 7,92-7,80 (m,
2H), 7,76-7,68 (m, 1H), 7,56-7,46 (m, 2H), 6,25-6,12 (m, 3H), 5,66-5,56 (m, 1H), 4,33-4,13 (m, 2H), 2,23-2,04
(m, 2H), 1,86-1,72 (m, 2H), 1,72-1,47 (m, 2H).

IIpumep 325. 5-([2,2"-bunupunun]-4-mm)-N-((1R,2S)-2-akpruraMuIOIUKIONEHTH )-4-0KC0O-4, 5- TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcaMul.

N o
| )k HN \
/N X N NH S
H R
S s o

Cramust A. 4-Hutpo-2,2'-0unupuand. YkazaHHOE B Ha3BaHMM COEIMHEHHE MOJIydYasld CIIOCOOOM, aHajo-
THYHBIM Crioco0y NpoMexyTouHoro coeauHenust 20, cragus A, ¢ NpUMEHEHHEM 2-(TpUMETHJICTaHH-
WI)IIMPUANHA U 2-XJI0p-4-HUTponHpHanHa, 6e3 ocHoBauus 1 DMF B kauecTBe pacTBOpuTENs.

Cramus B. 5-([2,2'-bunupunun]-4-un)-4-oxco-4,5-aurunpo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-xap-
OoHOBast KUCIIOTa. YKa3aHHOE B Ha3BaHWHU COCIMHEHHE ITOJTy4Yad CIIOCOO0M, aHAIOTHYHBIM CIIOCO0Y MOTY4YeHHS
MPOMEXYTOYHOTO coeanHenus 25, cranun B-C, ¢ npumenennem 4-Hutpo-2,2'-0unmipuinHa Ha craanu B.

Cramus C. 5-([2,2'-bunupunun]-4-un)-N-((1R,2S)-2-akpunaMuiomuKIOmeHTHN )-4-0kc0-4,5 -nuruapo-3H-
1-tna-3,5,8-tpnazaaneHad TuieH-2-kapOoKkcaMuI. YKa3aHHOE B Ha3BaHWU COCIWHEHHE TOIYJaId CIOCOOOM,
aHAJIOTMYHBIM croco0y mpumepa 1, ctamus A, ¢ npuMenenneM 5-([2,2'-ounupuaut |-4-wui)-4-0kco-4,5-Turuapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapboHoBoit  kucinotel u  N-[(1S,2R)-2-aMUHOTMKIIONIEHTIII |TIPOTI-2-
eHamua (MPOMEXyTodHOe coenuHenue 36) (6e3 ynmanenus 3ammTHON Tpynmbl ¢ nmomomsio HCI/MeOH). MC
(MDP): Macca, paccuntanHas mis Co7H,3N;05S, 525,6; m/z mo pesynsTataM aHammsa: 526,1 [M+H]". 'H aMP
(400 MI'm, CD;0OD): & 8,92-8,82 (m, 1H), 8,64-8,59 (m, 1H), 8,49-8,44 (m, 1H), 8,44-8,39 (m, 1H), 8,30-8,23
(m, 1H), 7,97-7,91 (m, 1H), 7,57-7,50 (m, 1H), 7,45-7,40 (m, 1H), 6,33-6,24 (m, 2H), 6,23-6,18 (m, 1H), 5,64-
5,60 (m, 1H), 4,46-4,39 (m, 2H), 2,15-2,01 (m, 2H), 1,96-1,86 (m, 1H), 1, 83-1, 61 (m, 3H).

Mpumep 326. 5-([2,3'-bunupunun]-4-um)-N-((1R,2R)-2-akpuiaMuI01MKIONEHTIIT )-4-0Kc0-4, 5 - TUruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOKCaMuI.

o
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npumeHenueM 5-([2,3'-ounupunua]-4-mn)-4-oxo-4,5-nquruapo-3H-1-tua-3,5,8-rpuazaanenad trireH-2-kapOoHO-
Boi kuciotThl (mpumep 317, nponykt cramuu A) n N-((1R,2R)-2-aMuHOIMKIIONIEHTIIT)aKpUiIaMuA, (TIPOMExy-
ToYHOE coennHenue 46) (0e3 ymanenus 3amuTHOH rpynmsl ¢ nomomsio HCI/MeOH). MC (M3P): macca, pac-
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cuntanHas it Cpy;HpN,03S, 525,6; m/z mo pesympratam aHammsa: 526,1 [M+H]". 'H sSIMP (400 MT,
CD;0D): 6 9,27-9,22 (m, 1H), 8,94-8,88 (m, 1H), 8,62-8,57 (m, 1H), 8,53-8,47 (m, 1H), 8,32-8,27 (m, 1H),
8,21-8,15 (m, 1H), 7,59-7,52 (m, 2H), 6,31-6,26 (m, 1H), 6,22-6,16 (m, 2H), 5,63-5,56 (m, 1H), 4,29-4,17 (m,
2H), 2,19-2,09 (m, 2H), 1,84-1,73 (m, 2H), 1,70-1,60 (m, 1H), 1,60-1,51 (m, 1H).

IMpumep 327. N-((1R,2R)-2-AxpmiaMuI0oIUKIONCHTH)-4-0KCc0-5-(3-(mupuauH-2-mn)deHun)-4,5- muru-
po-3H-1-trma-3,5,8-tpuazaanenadtuneH-2-kapOokcaMuI.

Y
N/ S Nu.f.

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHneM 4-okco-5-(3-(mupuaun-2-mn)pennn)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kap6o-
HOBOI kucnotel (mpumep 194, mponykr co cramuu A) u N-[(1R,2R)-2-aMHHOIMKIONEHTHI | IPOTI-2-CHAMU 1A
(mpomexxyTouHoe coenuHenue 46) BMecTo TpeT-0yTmi-((1S,4S)-4-amuHoIMKIIOTeKCIIT)Kapbamara Ha craguu G.
MS (ESI): macca, paccuntansas mis CrgHouNgO;S, 524,6; m/z mo pesynsrataM aHammsa: 525,1 [M+H]". 'H
SMP (400 MTI'u, CD;0D): 6 8,65-8,56 (m, 1H), 8,30-8,25 (m, 1H), 8,18-8,12 (m, 1H), 8,08-8,04 (m, 1H), 7,94-
7,85 (m, 2H), 7,75-7,69 (m, 1H), 7,54-7,45 (m, 1H), 7,40-7,33 (m, 1H), 6,24-6,20 (m, 2H), 6,19-6,15 (m, 1H),
5,65-5,58 (m, 1H), 4,31-4,16 (m, 2H), 2,25-2,05 (m, 2H), 1,90-1,76 (m, 2H), 1,72-1,50 (m, 2H).

IMpumep 328. N-((1*R,3*S)-3-AKpriaaMHIOIMKIONEHTIU)-4-0KkC0-5-(5-heHokcunupunua-2-muin)-4,5-nu-
ruapo-3H-1-tua-3, 5,8-tpuazaanenadtuneH-2-kapbokcaMu.

SAYSY

VYkazaHHOe B Ha3BaHUU COEAMHEHUE BBIICISIIN ¢ nmoMolnsio xupansHoit SFC npoaykra npumepa 214. MC
(13P): macca, paccuntannas it CysHyuNeO4S, 540,6; m/z mo pesynpratam aHamuza: 541,0 [M+H]". 'H SIMP
(400 MI't, CDCls): 8 9,53 (s, 1H), 8,50-8,21 (m, 2H), 7,56-7,33 (m, 5H), 7,25-7,22 (m, 1H), 7,16-7,11 (m, 2H),
6,48-6,33 (m, 1H), 6,23 (d, J=5,5 Hz, 1H), 6,17-6,03 (m, 1H), 5,68 (dd, J=10,4, 1,4 Hz, 1H), 4,38 (s, 1H), 4,18-
4,05 (m, 1H), 2,53-2,41 (m, 1H), 2,11-1,77 (m, 5H), 0,94-0,80 (m, 1H).

IMpumep 329. N-((1*R,3*R)-3-AxpunamMugonukiaonenTun)-5-(*S)-(4-metnn-6-penokcunupuana-3-mni)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOokcamMu.

S~ o

VYkazaHHOe B Ha3BaHUHM COCIUHEHHE MOJTYJad CIIOCOOOM, aHAJIOTHYHBIM CIoco0y mpumepa 166, cramus
C, ¢ mpumenerneM N-((1RS,3RS)-3-amunHOIIMKIOIEHTII)-5-(4-METHII-6-(DeHOKCUTTMPUINH-3 -1IT)-4-0KC0-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad trien-2-kapookcamuaa (nmpumep 293); OYUCTKY TPOBOIMIHN MTOCPEICT-
BoM xupanbHOi SFC (HemoxBmxkHas ¢asa: Chiralpak 1A, 5 mxm 250x20 MM, nogsmxHas ¢aza: 50% CO,, 50%
iPrOH). MC (M3P): macca, paccunrannas miusi C,oHpsNgO4S, 554,6; m/z mo pesympraTtam anammsza: 555,3
[M+H]". 'H SIMP (400 MI', CDCls): & 9,51 (s, 1H), 8,37 (d, J=5,4 T'u, 1H), 8,05 (s, 1H), 7,50-7,39 (m, 2H),
7,30-7,15 (m, 3H), 6,95 (d, J=1,1 'y, 1H), 6,29 (dd, J=16.9, 1,5 I', 1H), 6,14-6,01 (m, 2H), 5,87 (d, J=7,2 I'Ly,
1H), 5,77 (d, J=7,4 I'u, 1H), 5,66 (dd, J=10,3, 1,4 ', 1H), 4,52 (dh, J=10,3, 7,2 I'n, 2H), 2,39-2,18 (m, 4H),
2,03 (qdd, J=13,9, 7,9, 6,6 I'y, 2H), 1,69-1,46 (m, 2H), 1,21 (d, J=6, 1 ', 1H).

IMpumep 330. N-((1R,2S)-2-AKkpHuiaaMu10IHUKIONEHTHII)-5-(6-(M30PONHIaAMUHO ) -4 -ME THIITHPHANH-3 -1I1) -
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4-oxco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.

\(n 7 o M
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Cramust A. tper-Bytun-uzonponuin(4-meTni-5-HuTponupuand-2-wi)kapdamar. Pactsop 2-xmop-4-metu-
5-uutponmpununa (2,5 r, 14,5 Mmons) 1 ponad-2-amuHa (10 M) mepeMenmBaIi ¢ 00paTHBIM XOJIOIMILHIKOM
B TE€YEHHE HOYHU. PeaklMOHHYIO CMeCh OXJIaXJaJld U PaCTBOPHUTENb yIasUIN MIPH MOHMKEHHOM JaBieHuH. Jlo-
6asismn THF (50 mur), DMAP (178 wr, 1,4 MmMois) u qu-Tpet-OyTuin-nukapoonar (3,47 r, 15,9 mmonb) x He-
OYMIICHHON CMECH, PEaKIMIO NepeMEIInBaIi ¢ 00paTHBIM XOJIOMIBHUKOM B TeueHHe HOUM. OUHCTKa METOI0M
FCC no3Bonuna noay4uTh yKa3aHHOE B HA3BaHUH COCIUHEHUE.

Cramus B. Tper-Bytmin-(5-aMuHO-4-MeTHIMTUPUANH-2-11 )(M30NPOTTHIT)KapOamar. YKa3aHHOe B Ha3BaHUU
COEIMHEHHE MOyl CIIOCOOOM aHAIOTHYHBIM CITOCO0Y MPOMEXYTOUHOTO coenuHeHus 16, ctagus B, ¢ mpu-
MEHEHUEM TPET-OyTHI-U30TPOTIII(4-METHII-5S-HATPOITMPUINH-2-1JT)KapOamaTa.

Cramus C. 5-(6-(M3onponmuimaMuHO)-4-MeTHIITAPUANH-3-11)-4-0kc0-4,5-quruapo-3H-1-tua-3,5,8-tpuasza-
areHa THIICH-2-KapOOHOBAs KUCJIOTA. YKa3aHHOE B Ha3BaHUU COCIMHEHHUE MOJIYJal CIIOCOOOM, aHAJIOTUIHBIM
Croco0y TMOMydeHHs] MPOMEXYTOUHOTO coemuHeHus 1, cragmm C-F, ¢ mpumeHeHuem 2-XJ10p-4-HOIOHHUKO-
TUHOHUTPHIIA U TPeT-Oy Tl (5-aMHHO-4-METHIUPUANH-2-11) (M30Tponuin)Kkapbamara Ha craauu C.

Cramust D. N-((1R,2S)-2-AkpunaMuaonuKIoneHTHN)-5-(6-(M30IponriIaMuHO )-4-Me THIITHUPHNH-3 -11)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaarneHad TiineH-2-kapookcaMul. YKa3aHHOC B HAa3BaHUHM COCIUHCHHC
MOJIy4YaJld CIOCO00M, aHAIOTUYHBIM cloco0y mpuMmepa 1, ctanus A, ¢ mpuMeHeHneM S-(6-(M30MponnIaMiHO)-4-
METWIMUPHUIUH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadtuieH-2-kapOOHOBOH KHCIOTH M N-
[(1S,2R)-2-aMHHOIIMKIIOTIEHTII | IPOTI-2-cHaMuIa (IPOMEKYTOUHOE coenuHeHue 36) (0e3 ymaneHus 3alluTHOM
rpynmsl ¢ nomonsio HCI/MeOH). MC (M3P): macca, paccantanHas mist CysHooN;03S, 519,6; m/z mo pe3ynbTa-
tam ananmza: 520,2 [M+H]". 'H IMP (400 MI't, CD;0OD): & 8,35-8,24 (m, 1H), 7,89-7,80 (m, 1H), 6,50 (s, 1H),
6,33-6,12 (m, 3H), 5,65 -5,55 (m, 1H), 4,47-4,34 (m, 2H), 4,04-3,95 (m, 1H), 2,14-1,99 (m, 5H), 1,95-1,85(m,
1H), 1,80-1,59 (m, 3H), 1,25-1,17 (m, 6H).

IMpumep 331. N-((1*R,3*R)-3-AKpHIaMuIOIMKIOTeKCHIT)-4-0Kc0-5-(6-peHokcumupuana-3-nun)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOoKCaMHu/I.

RSN
Qo

VYka3aHHOE B Ha3BaHWH COCIMHEHHE BBICISUTN Kak MPoAyKT u3 npumepa 323. MC (IOP): macca, paccun-
tanHas s CoHp¢NgO4S, 554,6; m/z mo pesynbratam aHammza: 555,3 [M+H]+. 'H IMP (500 MI'm, CDCls): &
8,35 (dd, J=5,5, 2,1 I', 1H), 8,18 (d, J=2,8 T'u, 1H), 7,71 (dd, J=8,6, 2,9 I'n, 1H), 7,51-7,37 (m, 3H), 7,37-7,18
(m, 4H), 7,12 (dd, J=8,8, 2,1 I';, 1H), 6,35-6,17 (m, 3H), 5,66 (dt, J=9,9, 1,9 ', 1H), 4,27-4,20 (m, 1H), 3,21 (s,
1H), 1,89 (tt, J=13,2, 4,9 I'y, 2H), 1,80-1,59 (m, 6H), 1,52 (td, J=9.,4, 3,6 I'n, 1H).

IMpumep 332. N-((1*R,3*R)-3-AxprinaMuI0IUKIOreKCHI)-5-(*S)-(4-MeTHIT-6-heHOKCUTTUPHUTAH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5 8-TpHa3aaueHaq)THneH 2-kapOoKcaMu .

O
- I
f\IM Q
VYka3aHHOE B Ha3BaHUM COCAMHECHHE IOIyYaay C MOMOIIBIO XUPAIbHON OYHUCTKH MpOoaykTa npumepa 308.
MC (M3P): macca, paccuntanHas 1ui CsoHasNeO,4S, 568,7; m/z mo pesymbTaTaM aHanmmsa: 569,3 [M+H]". 'H

SIMP (500 MI', CDCly): § 9,42 (s, 1H), 8,37 (d, J=5,5 Ty, 1H), 8,07 (s, 1H), 7,48-7,40 (m, 2H), 7,29-7,16 (m,
3H), 6,98-6,93 (m, 1H), 6,30 (dd, J=17,0, 1,5 T, 1H), 6,17-6,02 (m, 2H), 5,84 (d, J=7,8 T, 1H), 5,72 (d, J=7.5
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I'y, 1H), 5,65 (dd, J=10,3, 1,5 I'u, 1H), 4,27 (dqt, J=19,9, 7.5, 3,9 I'y, 2H), 2,21 (d, J=0,8 I'y, 3H), 1,92-1,63 (m,
4H), 1,54 (dtd, J=12,2, 7,8, 4,0 T'y, 1H), 1,21 (d, J=6,1 I'y, 3H).
IMpumep 333. N-((1R,2S)-2-AmuHonukiorekcui)-5-(*S)-(2-meTnin-6-heHOKCUTHUPUMUAIIH-3-11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaAMHUT.
NF o
PPN
N NH
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MTOJIYIAIH CII0OCOO0M, aHAIOTHIHBIM CITOCO0y mpumepa 1, cramus A, ¢
MpUMEHEHHEM  5-(2-MeTui-6-GpeHOKCUUpUANH-3-1)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadtu-
NieH-2-kapOoHOBOH KUCIOTHI (mpoMexxyTouHoe coequHerue 29, Bkmodas CIIOCOB 1 XMPAJIBHOT'O PA3JIE-
JIEHUS ¢ monydenmem *S-atpomom3omepa) u Tper-Oytun N-[(1S,2R)-2-amMmuHOIMKIIOTEKCHI |[KapbaMaTa U ¢
WCTIONIb30BaHUEM JUH3ONPONMIdTHIAMUHA BMecTo TpudTwiamuHa. MC (MOP): macca, paccunTaHHas s
C7H6N60;S, 514,6; m/z 1o pesynsratam amamusa: 515,0 [M+H]". 'H IMP (500 MI'u, CD;OD): & 8,51 (dd,
J=6,3, 2,1 I'u, 1H), 7,83 (d, J=8,5 'y, 1H), 7,56-7,40 (m, 2H), 7,36-7,13 (m, 3H), 6,95 (dd, J=8,7, 1,1 T'n, 1H),
6,41 (d, J=7,1 I'n, 1H), 4,54-4,38 (m, 1H), 3,73-3,55 (m, 1H), 2,26 (s, 3H), 1,96-1,48 (m, 8H).

Mpumep 334. N-((1*R,3*R)-3-AxpuiaMuIOIMKIONEHTI )-4-0KCc0-5-(6-heHoKcunupuant-3-un)-4,5-1u-
ruapo-3H-1-tua-3,5,8-rprazaanenadruneH-2-kapOoKcamMu.

\ NJJ\NH
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Brinenennsiii B pesynbraTe XupanbHOH ouncTky u3 npumepa 321. MC (MUOP): macca, paccunTanHas st
CosH24uNGO,S, 540, 6; m/z o pesynpTaTaM aHammsa: 541,2 [M+H]". 'H amp (500 MTI'u, CDCls): 8 8,35 (dd,
J=5,6, 1,0 I'n, 1H), 8,20-8,15 (m, 1H), 7,70 (ddd, J=8,8, 2,8, 1,1 I'u, 1H), 7,46 (tt, J=7,5, 1,0 'y, 2H), 7,33-7,18
(m, 4H), 7,15-7,02 (m, 2H), 6,29 (dt, J=17,0, 1,2 T'n, 1H), 6,21-6,08 (m, 2H), 5,66 (dt, J=10,3, 1,2 I'u, 1H), 4,51-
4,36 (m, 2H), 2,74 (s, 1H), 2,30-2,19 (m, 2H), 2,04-1,87 (m, 2H), 1,67-1,48 (m, 2H).

IMpumep 335. N-((1R,25)-2-Amunoruknorekcni)-5-(*S)-(6-130-0yTrin-4-Me THIATUPUINH-3 -11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaAMHUT.

N

7 s O HoN

VYka3aHHOE B Ha3BaHUH COEJMHEHUE IOTydaln CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
NpUMeHeHneM  5-(6-u300yTmiI-4-MeTHIHPUINH-3-11)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadru-
JieH-2-KapOOHOBOW KHCIOTHI (poMexyTouHoe coequaenue 18, Brmrouas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ nomyuenunem *S-arponousomepa) u Tper-0yTun N-[(1S,2R)-2-amuHonmkiorekcnn|kapoamara. MC
(MIDP): Macca, paccuntanHas mis CosHsoNO,S, 478,6; m/z mo pesynsTataMm aHammsa: 479,1 [M+H]". 'H aMP
(500 MI'y, CDCl3): 6 9,81 (s, 1H), 8,42 (s, 1H), 8,26 (d, J=5,5 I'n, 1H), 8,13 (s, 4H), 7,20 (s, 1H), 6,93 (s, 1H),
5,88 (d, J=5,5 ', 1H), 4,42 (dd, J=7,7, 4,1 T'u, 1H), 3,56 (s, 1H), 2,74-2,66 (m, 2H), 2,14 (s, 3H), 1,87-1,75 (m,
3H), 1,55-1,49 (m, 2H), 1,47-1,35 (m, 2H), 0,98 (dd, J=6,6, 2,4 ', 6H).

IMpumep 336. N-((1R,2R)-2- AMHHOIIUKIIONIEHTHIN)-5-(2-U30TPONAIITHPUANH-4-111)-4-0KC0-4,5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

N o

N NH
v R
N e
T ;
N/ s O HyN

VYkazaHHOE B HA3BaHUU COCTUHECHHE MTOydalld CIoco0O0OM, aHAIOTHYHEIM IpuMepy 1, ctamus A, ¢ mpuMe-
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HEHUEM  5-(2-M30mponmImupuanH-4-ni)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-tpnazaanenad runeH-2-kapOoHo-
BOM KHCIOTHI (TpoMexyTouHoe coenuHenue 16) u tper-OyTmn N-[(1R,2R)-2-amMuHONIMKIONCHTHI [KapOamarTa.
MC (M3P): macca, paccuntanHas 1ui C,,HouNeO,S, 436,5; m/z mo pesymbraTaM aHammsa: 437,2 [M+H]". 'H
SMP (400 MI'n, CD;0D): & 8,62 (d, J=5,3 Hz, 1H), 8,13-8,03 (m, 1H), 7,37-7,32 (m, 1H), 7,30-7,23 (m, 1H),
5,97 (d, J=5,7 Hz, 1H), 4,05-3,91 (m, 1H), 3,28-3,19 (m, 1H), 3,18-3,06 (m, 1H), 2,22-2,12 (m, 1H), 2,11-1,99
(m, 1H), 1,84-1,63 (m, 3H), 1,51-1,41 (m, 1H), 1,34 (d, J=6, 9 Hz, 6H).

Ipumep 337. N-((1R,2R)-2-AxpriraMuIOTHKIONEHTIII)-5-(2-U30Mp O PUINH-4-11)-4-0KC0-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.

N o

N)J\NH
= 5 ©  HN
N 7/\

o]

K oxmaxaennomy (0°C) pactBopy N-((1R,2R)-2-aMUHOIUKIIONEHTHI )-5-(2-H30MPOAITTUPHIAH-4-1T)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kapookcamuna (nmpumep 336, 270 mr, 0,62 MMoib) U
DIPEA (0,08 mu, 0,74 mmons) B8 DCM (5 mut) mo6aeisiu npor-2-eHomn-nporn-2-eHoat (0,08 M, 0,74 MMoIB).
PeakunoHHYI0 CMech EpEeMEIIUBAIIA B TCUCHUE 5 MUH. PacTBOpUTENs YAAISAIN MPH MOHWKCHHOM JIaBJICHUU H
HeounmeHHyo cMech ountanu (FCC, SiO,, MeOH/H,0) ¢ nonydeHneM yka3aHHOTO B HAa3BaHUU COCTUHCHUS
(160 mr, 52%). MC (MDP): macca, paccunrannas 1 C,sHysNgOsS, 4 90,6; m/z o pesynsTatam ananusa: 491,2
[M+H]". "H SIMP (400 MTI't;, CD;0OD): & 8,73-8,64 (m, 1H), 8,36-8,25 (m, 1H), 7,54-7,44 (m, 1H), 7,40-7,35
(m, 1H), 6,25-6,15 (m, 3H), 5,67-5,59 (m, 1H), 4,33-4,16 (m, 2H), 3,21-3,10 (m, 1H), 2,23-2,08 (m, 2H), 1,87-
1,77 (m, 2H), 1,72-1,51 (m, 2H), 1,34 (d, J=6,9 Hz, 6H).

IMpumep 338. N-((1R,2R)-2-AxpriraMHIOIHAKIOTEKCHIT)-4-0KCO-5-(2-heHOKCHTTMPUMUINH-5 -11)-4,5- 11 -
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTriieH-2-kapOoKCaMHuI.

94 TJ& ;

VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TOJTyHYalll CIOCOO0M, aHaJIOTMYHBIM cnoco6y npumepa 1, ¢ npuMeHe-
H1eM TpeT-0yTni-N-[(1R,2R)-2-amMmuHonmKIOTeKCcHT [kKapbamara u 4-okco-5-(2-peHokcunupuMuaua-5-ui)-4,5-
nmuruapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapooHoBoi kucnothl (mpumep 302, npoaykt craguu B). MC
(3P): macca, paccunranHas mst CogH,sN,04S, 555, 6; m/z o pe3ynbpTaram aHanmza: 556,3 [M+H]+. 'H amP
(400 MI'u, AMCO-dg): 6 10,31 (s, 1H), 8,76 (s, 2H), 8,37-8,30 (m, 1H), 8,20-8,13 (m, 1H), 8,04-7,96 (m, 1H),
7,50-7,42 (m, 2H), 7,31-7,24 (m, 3H), 6,37-6,30 (m, 1H), 6,22-6,02 (m, 2H), 5,56-5,50 (m, 1H), 3,83-3,57 (m,
2H), 1,90-1,80 (m, 2H), 1,73-1,64 (m, 2H), 1,47-1,23 (m, 4H).

IIpumep 339. N-((1R,2R)-2-AmunommkIoOneHTHN)-5-(*S)-(2-MeTHII-6 - EHOKCUTTMPUMUIUH-3-11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUT.

O e
s

VYkazaHHOEe B Ha3BaHUH COCTMHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MpUMEHEHHEM  5-(2-MeTun-6-peHOKCUUpUANH-3-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadtu-
NieH-2-kapOoHOBOH KUCIOTHI (mpoMexyTounoe coequHerue 29, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIE-
JIEHUS ¢ monmydyenuem *S-atpomnomzomepa) u Tper-OyTun N-[(1R,2R)-2-amuHOIMKIOTIEHTHI |[KapbamaTa u ¢
ucnosb3oBaHueM auusonponmwnTiamuaa. MC (UDP): macca, paccuntannas miss CysH,4NgO;S, 500,6; m/z mo
pesynbratam aHanmza: 501,1 [M+H]+. 'H amP (500 MI', CD;OD): ¢ 8,53 (d, J=6,2 Hz, 1H), 7,85 (d, J=8,6 Hz,
1H), 7,51-7,37 (m, 2H), 7,36-7,16 (m, 3H), 6,96 (d, J=8,6 Hz, 1H), 6,45 (d, J=6,2 Hz, 1H), 4,36-4,23 (m, 1H),
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3,59-3,46 (m, 1H), 2,35-2,14 (m, 5H), 1,96-1,65 (m, 4H).
Mpumep 340. N-((1R,25)-2-Aneramunonuknorexcui)-5-(*S)-(2-meTuin-6-heHOKCUITUPUMHUINH-3-1T)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOOKCaMHUI.

[}
4 o
N\ |*S
N’ NH

Cramus  A. N-((1R,2S)-2-amuHOIMKIOTeKCHIT)-5-(*S)-(2-MeTHII-6-heHOKCUTTUPUIIUH-3 -1T)-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-rpuaszaanenad trieH-2-kapOokcaMu. YKa3aHHOEC B HAa3BaHWU COCAMHCHUC TOTYYaTH
CIOCOOOM, aHAJIOTHYHBIM criocoOy mpumepa 1, ctagust A, ¢ IpUMEHEHHEM S5-(2-MeTHII-6-()EeHOKCHITUPHUINH-3-
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHad TineH-2-kapOOHOBOI  KUCIOTH  (IIPOMEXYTOYHOE CO-
enunenue 29, Bxmouas CIIOCOB 1 XMPAJIBHOT'O PA3JEJIEHUS ¢ nmonydenuem *S-atporonzomepa) u
tper-Oytrn N-[(1S,2R)-2-aMuHONMKIOTeKCHI [KapOaMaTa M C KCIOJIB30BAaHHEM IHH3OMPONIIITHIAMAHA Ha
craguu A.

Cramus B.  N-((1R,2S)-2-Aneramugonukiorekcun)-5-(*S)-(2-Me THi1-6 - eHOKCUTUPUMU U H-3 -11T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TiiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWW COCIMHCHUE
OBLTO TTOTyYeHO crtocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus B, ¢ mpuMeHeHneM YKCYCHOTO aHTHIIPH-
1a. MC (M2P): macca, paccunrtangas 11 CooHasNeO4S, 556,6; m/z 1o pesyapTataM aHammsa: 557,0 [M+H]". 'H
SAMP (500 MI'u, CDCl3): 6 9,51 (s, 1H), 8,36 (d, J=5,5 'y, 1H), 7,54 (d, J=8,6 I'u, 1H), 7,49-7,38 (m, 2H), 7,27-
7,17 (m, 3H), 7,07 (s, 1H), 6,81 (d, J=8,6 'y, 1H), 6,22-5,91 (m, 2H), 4,31-4,05 (m, 2H), 2,29 (s, 3H), 2,09 (s,
3H), 1,93-1,39 (m, 8H).

IMpumep 341. N-((1R,2S)-2-AxpunaMuaoMKIOreKcu)-5-(*R)-(6-(1IMKIONEHTHIOKCH ) -4 -METHIITA PUANH-
3-mn)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenad trneH-2-kapookcaMuI.

G/O = o
X\

' )

VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOJYYald CIIOCOOOM, aHAJIOTUYHBIM CIocoOy mpumepa 166, craaus
A, c npuMmeHeHneM 5-(6-(IMKIONEHTHIOKCH)-4-MeTHINMPUANH-3-1)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-tpu-
azaarnieHa() THIICH-2-KapOOHOBOI KUCIOTHI (mpoMexkyTouHoe coemuuenue 25, Brmodas CIIOCOB 1 XUPAJIb-
HOT'O PA3JEJIEHUS c¢ mnonyuenuem *R-atpomomszomepa) u N-[(1S,2R)-2-aMHHOIIMKIOTEKCHII |TIPOIT-2-
eHamuaa (mpomexyrouanoe coenunenue 40). MC (MDP): macca, paccunrannas 1t C,oH3,NgO,4S, 560,7; m/z mo
pesymbTatam aanmsa: 561,2 [M+H]'. 'H AMP (400 MTI';, CD;0OD): 6 8,33 (d, J=5,5 I'u, 1H), 8,05 (s, 1H), 6,83
(s, 1H), 6,42 (dd, J=17,0, 10,1 I'r, 1H), 6,28 (dd, J=17,0, 1,8 T'n, 1H), 6,11 (d, J=5, 6 ', 1H), 5,68 (dd, J=10,1,
1,9 I'u, 1H), 5,45-5,37 (m, 1H), 4,43 (s, 1H), 4,24-4,12 (m, 1H), 2,14 (s, 3H), 2,06-1,94 (m, 2H), 1,88-1,77 (m,
8H), 1,74-1,63 (m, 4H), 1,60-1,48 (m, 2H).

[pumep 342. 5-([2,2',-bummpuans] 1-4-mm)-N-((1R,2R)-2-akprraMuI0IUKIONEHTI )-4-0KC0-4, 5- TATH T~

po-3H-1-tma-3,5,8-tpuazaanenadtuneH-2-kapOokcaMuI.
o]

N o
LI o
/N AN N NH iR
i R
N
) fﬁ* .
N/ s °

VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
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npuMeHeHueM 5-([2,2'-ounupunua]-4-mn)-4-oxo-4,5-nquruapo-3H-1-tua-3,5,8-rpuazaanenad trreH-2-kapOoHO-
BoM kucyoThl (mpumep 325, npoaykr craauu B) u N-[(1R,2R)-2-amunonnkionenTui|npon-2-eHaMuaa (mpome-
JKyTOUHOE coenuHeHue 46) (6e3 ynanenus 3amuTHoi rpynmnsl ¢ momonisio HCI/MeOH). MC (M3P): macca, pac-
cuntanHas st C,7Hp3N,03S, 525,6; m/z mo pesynbTaram anamuza: 526,1 [M+H]+. 'H amp (400 MT,
CD;0D): 6 8,90-8,85 (m, 1H), 8,63-8,59 (m, 1H), 8,48-8,44 (m, 1H), 8,43-8,39 (m, 1H), 8,30-8,23 (m, 1H),
7,96-7,91 (m, 1H), 7,56-7,51 (m, 1H), 7,45-7,40 (m, 1H), 6,30-6,20 (m, 3H), 5,66-5,59 (m, 1H), 4,32-4,21 (m,
2H), 2,22-2,11 (m, 2H), 1,89-1,77 (m, 2H), 1,75-1,65 (m, 1H), 1,63-1,52 (m, 1 H).

IMpumep 343. 5-(*R)-(2-Metun-6-heHokcunupuant-3-mi)-4-okco-N-((1R,2S)-2-mponrnoHaMu 10IIHKI0-
rexcun)-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMuI.

VYxazaHHOE B Ha3BaHUH COCIUHEHHE TIOTYJaJl CIIOCOO0M, aHAIOTHYHBIM cItoco0y mpumepa 1, ctamus B, ¢
npumenerneM  N-((1R,2S)-2-amuHonmkmorekcmin)-5-(*S)(2-meTun-6-heHoOKCUuUpuInH-3-1)-4-0kco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapobokcamuaa (mpumep 333), mpomaHOWINpONaHoaTa U ¢ HC-
MOJI30BaHUEM JTUU3OTPONWIdTIIIAMHHA BMecTo TpdTwiamuaa. MC (MDOP): macca, paccuuTanHas st
C30H30N40,S, 570,7; m/z o pesynsraTam aHammsa: 571,1 [M+H]". 'H sIMP (400 MI', CDCl3): 6 9,51 (s, 1H),
8,37 (d, J=5,5 I'u, 1H), 7,68-7,39 (m, 3H), 7,25-7,09 (m, 3H), 6,81 (d, J=8,5 I'y, 1H), 6,00 (dd, J=7,0, 2,1 I'y,
2H), 4,29-4,07 (m, 2H), 2,43-1,16 (m, 17H).

Mpumep  344.  N-((1*R,3*R)-3-AxpniaMuI0LIUKIOTeKCHIT)-4-0KCc0-5-(5-penokennupuaun-2-mn)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

Q,
X )J\
N N NH
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XupaneHass SFC oumctka N-((1RS,3RS)-3-AkpriaMuonuKiIoreKkcui)-4-okco-5-(5-gpenokcnnupuina-2-
nn)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaanenadrunen-2-kapdokcamuy (Ilpumep 216) (emoasmxknas dasza: Chi-
ralpak 1A, 5 MM 250%20 MM, mogsmxkHas daza: 50% CO,, 50% iPrOH) obecnieunBana momydeHre YKa3aHHOTO B
HaszBanuu coeanaenus. MC (MOP): macca, paccuntannas 1t CooHysNgO4S, 554,6; m/z mo pe3ynpraTam aHaJIN-
3a: 555,3 [M+H]". 'H SIMP (400 MI'u, CDCLy): & 9,45 (s, 1H), 8,46-8,26 (m, 2H), 7,59-7,38 (m, 4H), 7,26-7,09
(m, 3H), 6,40-6,01 (m, 4H), 5,89 (d, J=7,4 Hz, 1H), 5,71-5,56 (m, 1H), 4,43-4,13 (m, 2H), 2,35-1,77 (m, 6H),
1,63-1,44 (m, 1H), 1,29-1,16 (m, 1H).

IMpumep 345. N-((1R,25)-2-AneraMuIoUKIONEHTHII)-5-(*S)-(2-MeTHIT-6-() eHOKCUTTUPUMUTUH-3 -11T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.

O N
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VYka3aHHOE B Ha3BaHHM COEAWHEHHUE MOJyJaIn CIIOCOO0M, aHAIOTHYHBIM crioco0y npumepa 1, ctagus B, ¢
npumeHerreM  N-((1*R,2*S)-2-amunonuknoneHTun)-5-(*S)-(2-MeThi-6 - e HOKCUTHUPUANH-3 -1 )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-Tpuazaanenadrunen-2-kapookcamuaa (nmpumep 318) U ¢ UCTIONB30BaHHEM YKCYCHOTO
aHTUAPUAA U JUM3ONPONMIATUIAMUHA BMECTO Hpom-2-eHownxnopuaa u TpudtunamuHa. MC (UOP): macca,
paccuntanHas misa CogHoeNgO4S, 542,6; m/z mo pesynpratam anammsa: 543,0 [M+H]". 'H sIMP (500 MTI'n,
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CDCl): 6 9,53 (s, 1H), 8,37 (d, J=5,5 ', 1H), 7,61-7,36 (m, 3H), 7,27-7,14 (m, 3H), 6,86-6,70 (m, 2H), 6,27-
5,90 (m, 2H), 4,37-4,00 (m, 2H), 2,28 (s, 3H), 2,20-1,62 (m, 9H).

pumep 346. 5-(*S)-(2-Metnn-6-penokcunupuans-3-ui)-4-okco-N-((1R,2S)-2-nponmonamMu 1ouKIiIo-
neHTun)-4,5-gurunpo-3H-1-tua-3,5,8-TpuazaaneHad TieH-2-kapOoKcamu/I.

° /N e
SAYSY
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE TIOTYJaJl CIIOCOO0M, aHAIOTHYHBIM cItoco0y nmpumepa 1, ctamus B, ¢
npumeHerreM  N-((1*R,2*S)-2-amunornuknoneHtun)-5-(*S)-(2-MeTH-6 - e HOKCUITHUPUANH-3 -1 )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenadrunen-2-kapookcamuna (mpumep 318) U ¢ MCIIONB30BAaHHEM IIPOTIAHO-
WINPOTIaHOaTa U JUHU3ONPONMIATHIAMAHA BMECTO IIPOII-2-eHOWIXJIopraa U TpudTiiamuHa. MC (MOP): macca,
paccuutanHas i CooHosNgO,4S, 556,6; m/z mo pesynbratam ananmsa: 557,0 [M+H]". 'H IMP (500 MI', me-
tanon-d4) d 8,34 (d, J=5, 6 I'n, 1H), 7,77 (d, J=8,6 ', 1H), 7,50-7,38 (m, 2H), 7,33-7,08 (m, 3H), 6,91 (d, J=8,6
Hz, 1H), 6,13 (d, J=5,5 I'u, 1H), 4,50-4,27 (m, 2H), 2,30-2,14 (m, 5H), 2,14-1,55 (m, 6H), 1,09 (t, J=7,6 I'L,
3H).

Ipumep 347. N-((1R,2S)-2-AxpunamunonukinoneHTmn)-5(*R)-(2-metnn-4-((terparunpo-2 SI-nupan-4-
nn)okcn)penmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rprazaaneHad TriieH-2-kapOOKCaMHI.

U@Q ¢
\\43

VYka3aHHOE B Ha3BaHWHU COEIMHEHHE IOJIydany CIIOCOO0M, aHAJOTUYHBIM IS IprMepa 1, ¢ IpUMEHeHHEM
5-(2-metmi-4-((rerparunpo-2H-nupan-4-min)oken ) pennn)-4-oxco-4,5-murunpo-3H-1-tna-3,5,8-rpnaszaanena-
(THnen-2-kapOOHOBOM KHUCIOTHI (poMexyTouHoe coequHeHne 12) m tper-0yrmin-N-[(1S,2R)-2-amunonnkio-
HeHTII|KapbaMaTa M ¢ HCIIOJb30BAaHWEM IHM3ONPONMIISITHIAMUHA BMECTO TPUITHIAMUHA Ha ctagun A. Xu-
panmbHas SFC ounctka (HenomsmxkHas (aza: CHIRALCEL OD-H 5 mxm 250x20 mwM, monsmxkHas daza: 65%
CO,, 35% MeOH) obecnieurBana IojydeHHE yKa3aHHOTOo B Ha3BaHuu coexmHenust U N-((1R,2S)-2-axpui-
AMHIOIMKIONEHTHN)-5-(*S)-(2-MeTnn-4-((reTparunpo-2 S-nupan-4-un)oxcn)penmn)-4-oxco-4,5-nuruapo-3H-
1-tna-3,5,8-rpunazaanenadgtuinen-2-kapookcamuna (mpumep 304). MC (MDOP): macca, paccuyuTaHHas s
C,0H3N505S, 561,7; m/z no pesynbratam aHammsa: 562,3 [M+H]'. 'H sIMP (400 MTI'i, CD;0D): 6 8,29-8,23
(m, 1H), 7,24-7,16 (m, 1H), 7,06-7,00 (m, 1H), 6,99-6,93 (m, 1H), 6,32-6,14 (m, 2H), 6,02-5,96 (m, 1H), 5,63-
5,56 (m, 1H), 4,68-4,56 (m, 1H), 4,46-4,33 (m, 2H), 3,99-3,89 (m, 2H), 3,66-3,54 (m, 2H), 2,18-1,98 (m, 7H),
1,96-1,83 (m, 1H), 1,81-1,61 (m, SH).

IMpumep 348. N-((1R,2S)-2-Axpunamugorukiorekcuin)-5-(*S)-(6-n30mponokcu-4-MeTHIITAPUIAH-3 -1IT)-
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tpuazaanenad TruieH-2-kapOokcaMuia.
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XupanbHast ounctka SFC N-((1R,2S)-2-axpumaMugonukiIorekcni )-5-(6-u30MpoKCH-4-MEe THITTUPHINH-3 -
nin)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadrinen-2-kapookcamuna (npumep 222) obecneynBaia
TOJTydeHNe YKa3aHHOTO B Ha3BaHUM coenuHeHus. (Hemoamwknas dasza: Chiralpak AS-H 5 Mxm 250x20 mm, 1o-
nmemkHas ¢aza: 70% CO,, 30% MeOH). MC (U3P): macca, paccuntannas 1t Cy;H30NgO4S, 534,6; m/z no pe-
3ymbTaTaM aHaNIM3a: 535,2 [M+H]". 'H amP (500 MTI't, CD;0OD): 6 8,32 (d, J=5,5 ', 1H), 8,05 (s, 1H), 6,81 (s,
1H), 6,42 (dd, J=17,0, 10,2 I', 1H), 6,28 (dd, J=17,0, 1,7 T'u, 1H), 6,10 (d, J=5,5 I'u, 1H), 5,67 (dd, J=10,2, 1,8
I'y, 1H), 5,35-5,25 (m, 1H), 4,42 (s, 1H), 4,18 (d, J=10,2 I'y, 1H), 2,14 (s, 3H), 1,88-1,61 (m, 6H), 1,59-1,46 (m,
2H), 1,36 (dd, J=6,1, 3,9 T'u;, 6H).

IMpumep 349. N-((1R,2S)-2-AmuHonukionenTn)-4-okco-5-(5-penmnmupuaazun-3-nn)-4,5-qurugpo-3H-
1-tna-3,5,8-rpnazaanenadTuieH-2-kapOoKcamMu .
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VYkazaHHOEe B Ha3BaHUH COCTUHEHUE TOIyJaId ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
pUMeHEeHHEM 4-0kco-5-(5-penmmupuna3un-3-mn)-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOM KUCIOTHI (mpumep 320, mpoaykt ctaguu E) u tper-0ytun N-[(1S,2R)-2-amMmuHonmkIoneHTwI |[Kapbamara.
MC (M3P): macca, paccuntanHas qui C,4Hy N;0,S, 471,5; m/z no pesymbraTam aHammsa: 472,2 [M+H]". 'H
SAMP (400 MTI't, cmecs CD;0D u DMSO-dg): 6 9,66-9,61 (m, 1H), 8,38-8,34 (m, 1H), 8,24-8,16 (m, 2H), 7,90-
7,83 (m, 2H), 7,55-7,45 (m, 3H), 6,26-6,19 (m, 1H), 4,40-4,34 (m, 1H), 3,67-3,58 (m, 1H), 2,12-1,97 (m, 2H),
1,90-1,77 (m, 2H), 1,74-1,52 (m, 2H).

IMpumep 350. N-((1R,2R)-2-AmuHormkinorekcmin)-5-(*S)-(2-MeTHiI1-6 - e HOKCHITUPHUTUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHueM  5-(2-metmi-6-peHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-rtua-3,5,8-tprazaanenadu-
JIeH-2-KapOOHOBOW KHCIOTHI (poMexyTouHoe coequaenue 29, rmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ momydenuem *S-atpomomnzomepa) u tper-0ytun N-[(1R,2R)-2-amuHOIMKIIOTeKCIIT|KapbamMara U ¢
ucrnoib3oBanrueM nuusonponwnTuiamuaa. MC (MOP): macca, paccuntannas s Cy7Ho6N6OsS, 514,6; m/z mo
pesymbTatam aHanmmsa: 515,1 [M+H]". 'H SIMP (600 MI'w, CD;0D): & 8,62 (d, J=6, 6 ', 1H), 7,96 (d, J=8,7 I'ny,
1H), 7,54-7,45 (m, 2H), 7,37-7,22 (m, 3H), 7,01 (d, J=8,8 I'u, 1H), 6,63 (d, J=6,6 T'm, 1H), 4,06 (ddd, J=12,0,
10,5, 4,3 I'u, 1H), 3,20 (td, J=11,3, 4,2 I'u, 1H), 2,34 (s, 3H), 2,21-2,15 (m, 1H), 1,94-1,31 (m, 7H).

IMpumep 351. N-((1S,3R)-3-AkprIaMHIOIMKIOTeKCHIT)-4-0KC0-5-(2-peHmmmupunnt-4-mn)-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE IOTydan CIIocoO0OM, aHAIOTHYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
npuMeHeHueM  4-okco-5-(2-penunmupuana-4-mn)-4,5-ngurunpo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kap6o-
HOBOW KHCIOTH (mpomexyTrouHoe coeaunenne 20) u N-[(1R,3S)-3-amunonnknorekcui]|npon-2-enamuaa (6e3
ynanenus 3anutHoi rpymmsl ¢ momomipio HCI/MeOH). MC (MDP): macca, paccuntanHas it CogHysNgOsS,
538,6; m/z 1o pesynmbTaTaM anammza: 539,4 [M+H]". '"H SIMP (400 MT'1, .JIMCO-de): & 8,88 (d, J=5, 1 Hz, 1H),
8,35-7,98 (m, 6H), 7,59-7,37 (m, 4H), 6,29-5,99 (m, 3H), 5,62-5,48 (m, 1H), 3,93-3,79 (m, 1H), 3,74-3,62 (m,
1H), 2,08-1,95 (m, 1H), 1,87-1,68 (m, 3H), 1,47- 1,19 (m, 3H), 1,15-1,02 (m, 1H).

IIpumep 352. N-((1R,2S)-2-AxprmramMmugonukiiorekci)-5-(*R)-(6-u300yTokcu-4-Mme THIUPUIUH-3-11)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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XwupansHas SFC (menoasmxknas daza: Chiralpak AS-H 5 mxm 250%x20 MM, nonsiwkHas ¢asza: 70% CO,,
30% MeOH) N-((1R,25)-2-akpumaMuIOIHAKIOTEKCH)-5-(6-1300yTOKCH-4-MeTHIUPUANH-3-1111)-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-Tpuaszaanenadrunen-2-kapookcamuaa (npumep 225) obecneunBaia MOJTyYeHHE yKa-
3aHHOrO B HasBaHum coeamHeHus u N-((1R,2S)-2-akpumamunonukinorekcmn)-5-(*S)-(6-u300yTokcu-4-MeTHII-
NUPHUINH-3-11)-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenad rieH-2-kapookcamuna (mpumep 312). MC
(U3P): macca, paccuntannas it CysH3oNeO4S, 548,7; m/z mo pesynpratam aHamuza: 549,2 [M+H]". 'H SIMP
(500 MI'r, CD;0OD): & 8,38-8,27 (m, 1H), 8,05 (s, 1H), 6,89 (s, 1H), 6,42 (dd, J=17,0, 10,2 I'n, 1H), 6,28 (d,
J=15,8 I', 1H), 6,14-6,07 (m, 1H), 5,72-5,64 (m, 1H), 4,43 (s, 1H), 4,25-4,15 (m, 1H), 4,13-4,07 (m, 2H), 2,16
(s, 3H), 2,13-2,07 (m, 1H), 1,86-1,78 (m, 3H), 1,76-1,62 (m, 3H), 1,60-1,46 (m, 2H), 1,04 (d, J=6,7 T'u, 6H).
IMpumep 353. 5-(*S)-(2-Metun-6-peHoxcunmupuana-3-mui)-4-okco-N-((1R,2R)-2-npormmoraMu1ouKio-
neHTmn)-4,5-muruapo-3H-1-tua-3,5,8-Tpruaszaanenad truieH-2-kapOOKCaMHI.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MTOTyYall CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-MeThiI-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
0OHOBOW KHCIOTHI (IpoMexyTouHoe coenuuenue 29, Bkmouas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
nosydeHueM *S-atpomonszomepa) u Tper-0yTiir N-[(1R,2R)-2-amMmuHOIMKIIONEHTHI |[KapbaMarta, 3aMeHssI TPH-
STHJIAMHH JUU3O0MPONIIITHIIAMUHOM Ha CTaIud A M C IPUMEHEHHEM TIPOMAaHOMIIIPONIAHOATa W JHH30IPOTIIIII-
THJIAaMHHa BMECTO NPOII-2-eHOWIXJIOpUAa U TpuaTwiamuHa Ha ctaguu B. MC (MOP): macca, paccunranHas s
CyoHosN¢O4S, 556,6; m/z mo pe3ynpTaTam aHanmza: 557,0 [M+H]+. 'H IMP (500 MTI'm, .JIMCO-dy): 6 10,28 (s,
1H), 8,52-8,01 (m, 2H), 7,90 (d, J=8,0 T'u, 2H), 7,48-7,44 (m, 2H), 7,27-7,20 (m, 3H), 7,01 (d, J=8,7 I'u, 1H),
6,09 (s, 1H), 4,32-4,02 (m, 2H), 2,14 (s, 3H), 2,11-1,01 (m, 7H), 0,96 (t, J=7,6 T'u, 3H).

Ipumep 354. N-((1R,2S)-2-AmunoumkinoneHTH:)-5-(*S)-(6-1300yTHI-4-METHIUPHUINH-3-11)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOoKCaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE MOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0yY mpuMmepa 1, craaus A, ¢
IIPUMEHECHUEM 5-(6-n300yTHI-4-MeTHIITUPUANH-3 -1 )-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad-
THJICH-2-KapOOHOBOI KHCIIOTHI (poMexyTouHoe coepnHenue 18, srmovas CIIOCOB 1 XMPAJIBHOI'O PA3-
JEJIEHUS ¢ nonydyenuem *S-atpomomszomepa) u tper-Oytuia ((1S,2R)-2-amuHonmKmoneHT)kapobamara. MC
(U3P): macca, paccuntanHas it CyHysNeO,S, 464,6; m/z mo pe3ynbpratam aHanu3a: 465,1 [M+H]". 'H SIMP
(500 MI'u, CDCly): 6 8,36 (d, J=3,0 I'u, 1H), 8,29 (t, J=4,2 I'u, 1H), 7,26 (d, J=2,7 I'u, 1H), 5,92 (t, J=4,2 I,
1H), 5,11 (s, 1H), 3,66 (q, J=6,4 I'n, 1H), 3,43-3,38 (m, 6H), 2,72 (dd, J=7,4, 3,1 T'u, 2H), 2,22-2,07 (m, 4H),
1,98-1,78 (m, 2H), 1,74 (ddd, J=11,0, 7,8, 5,5 T'u, 1H), 1,64 (tt, J=11,3, 8,1 T', 1H), 1, 00 (t, J=4,8 T'u, 6H).

IIpumep 355. N-((1R,3S)-3-AmunoruknoneHT)-5-(*S)-(4-MeTHII-6-)h e HOKCUTTUPUIUH-3 -1T)-4-0KC0-4,5-
muruapo-3H-1-tna-3,5,8-Tpraszaanenad TniaeH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHWM COSAMHECHHE ITOJYYaH CIIOCOOOM, aHAIOTHIHBIM CIOCO0y mpumepa 166, cramuu
A-B ¢ npumenenuem 5-(4-meTwn-6-heHOKCUNUPUINH-3-1iT)-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaare-
HaTHIICH-2-KapOOHOBOHM KHUCIOTH (TpoMexxkyTouHoe coenuHenue 27, Bkmodas CIIOCOB 1 XMPAJIBHOT'O
PA3BJAEJIEHUA ¢  nomyuenumem  *S-arpomomsomepa) wu  Tper-Oytrm  N-[(1S,3R)-3-amuHOIINKIIO-
nenTmwi|kapobamara. MC (MDP): macca, paccuntannas st CosH,4NgOsS, 500,6; m/z mo pe3ynbTaTaMm aHajau3a:
501,0 [M+H]". "H SIMP (400 MI'n, CDCl5): & 8,34 (d, J=5,4 I'n, 1H), 8,04 (s, 1H), 7,92 (d, J=8,4 ', 1H), 7,49-
7,39 (m, 2H), 7,29-7,15 (m, 3H), 6,95 (s, 1H), 6,01 (d, J=5,4 I'u, 1H), 4,60 (dt, J=9,1, 6,1 I'u, 1H), 3,75 (tt,
J=5,3,2,2Tu, 1H), 3,48 (s, 1H), 2,83-2,64 (m, 5H), 2,11-1,86 (m, 4H), 1,59 (dp, J=13,6, 2,2 'y, 2H).

IMpumep 356. N-((1R,3S)-3-AmuHormkinorekcmn)-5-(*S)-(4-MeTHI-6-)eHOKCUITHUPHUIUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE ITOJYJaH CIIOCOOOM, aHAIOTHIHBIM CIOCO0y mpumepa 166, cramuu
A-B, ¢ mnpumenenneM = 5-(4-MeTHI-6-(EeHOKCUTTUPUINH-3-1)-4-0kc0o-4,5-nurunpo-3H-1-tra-3,5,8-tpuasa-
areHaTHIICH-2-KapOOHOBOM KUCIIOTHI (ITpoMexyTouHoe coenuHenue 27, Bkimodas CIIOCOb 1 XUPAJIBHO-
I'O PA3JIEJIEHUSA ¢ mnonydenmem *S-atpomomsomepa) wu  Tper-Oytun  N-[(1R,3S)-3-amuHOoIIMKIIO0-
rexcui|kapbamara. MC (MDP): macca, paccuntannas mist Cp;HpgNgO3S, 514,6; m/z mo pe3yapTaraM aHaau3a:
515,0 [M+H]". 'H SIMP (400 MTI'tr, CDCl5): & 8,35 (dd, J=5,4, 1,4 T'i, 1H), 8,05 (s, 1H), 7,49-7,39 (m, 2H), 7,92
(d, J=8,4 I'u, 1H), 7,30-7,15 (m, 3H), 6,95 (s, 1H), 6,03 (d, J=5,5 'y, 1H), 4,60 (dt, J=9,1, 6,1 'y, 1H), 3,75 (tt,
J=5,3, 2,2 T'u, 1H), 3,14 (s, 1H), 2,83-2,64 (m, 5H), 2,11-1,86 (m, 4H), 1,88 (ddd, J=12,6, 6,3, 2,9 ', 1H), 1,50-
1,29 (m, 3H).

MMpumep 357. N-((1R,2S)-2-Axpunamunonuknorekcui)-5-(*S)-(6-u300yTrnin-4-MeTHIMHPUINH-3-11)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKkcamMu.
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YkazaHHOe B Ha3BaHWH COCTUHEHHE TOTYYad CIIOCOO0M, aHAIOTHYHBIM CTIoco0y npumepa 337 ¢ mpumMe-
HeaueM  N-((1R,2S)-2-amuHOoIMKIOTeKCHI)-5-(*S)-(6-N300y THIT-4-ME TP UANH-3 -1 )-4-0KCO-4, 5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenadtuneH-2-kapbokcamuaa (mpumep 335). MC (MDOP): macca, paccuuraHHas s
CosH3,N05S, 532,7; m/z o pesymbraTaM aHanmsa: 533,1 [M+H]". 'H IMP (500 MTI', CDCls): 6 9,53 (s, 1H),
8,40-8,31 (m, 2H), 7,19 (s, 1H), 7,07 (s, 1H), 6,45-6,37 (m, 2H), 6,21 (dd, J=16,9, 10,3 I'u, 1H), 5,94 (d, J=5,4
I'y, 1H), 5,76-5,70 (m, 1H), 4,32 (d, J=6,4 T'u, 1H), 4,12 (q, J=7,2 'y, 1H), 2,71 (d, J=7,0 'y, 2H), 2,04 (s, 3H),
1,96-1,84 (m, 3H), 1,58 (td, J=30,3, 28,1, 18,1 I'u, 2H), 1,26 (t, J=7,1 I'n, 4H), 0,99 (d, J=6,5 I'u, 6H).

Mpumep 358. N-((1R,2R)-2-AneramunonukiaoneHtun)-5-(*S)-(2-meTnin-6-GpeHokcunmupuInH-3-1i)-4-
okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHad tiieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHHH COEAWHEHUE MOJTyYaInd CIIOCOO0M, aHAIOTHYHBIM crioco0y npumepa 1, ctagus B, ¢
npumeHerneM  N-((1R,2R)-2-amunonunkinonenTwn)-5-(*S)-(2-meTnin-6-¢peHokcumupuant-3-un)-4-okco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapookcamuna (nmpumep 301, mpoxykr craauu A) ¢ UCIIONIB30Ba-
HHEM YKCYCHOTO aHTHIPWAA ¥ TUH30IPOIMIITHIAMHHA BMECTO HPOI-2-eHOWIXIIOpHAa U TpudTHiIaMuHa. MC
(13P): macca, paccuntanHas it CygHysNeO4S, 542,6; m/z mo pesynpratam aHamuza: 543,0 [M+H]". 'H SIMP
(600 MI'y, CDCl,): 6 8,42-8,31 (m, 1H), 7,53 (d, J=8,6 T'u, 1H), 7,48-7,37 (m, 2H), 7,26-7,18 (m, 3H), 6,96 (d,
J=5, 8 I', 1H), 6,81 (dd, J=8,5, 0,8 I'y, 1H), 6,18 (d, J=6, 6 I';, 1H), 6,00 (d, J=5,3 I'y, 1H), 4,24-3,92 (m, 3H),
2,41-2,30 (m, 1H), 2,28 (s, 3H), 2,26-2,15 (m, 1H), 1,99 (s, 3H), 1,83 (tdd, J=9,2, 6,3, 4,7 ', 2H), 1,64-1,45 (m,
2H).

IMpumep 359. N-((1R,3S)-3-AkpuiaaMuIOIUKIONEHTII)-5-(*S)-(4-MeTHII-6-heHOKCUTTUPHUTUH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHUH COCAWHEHHUE MOJYYaId CIIOCOO0M, aHAJIOTHYHBIM criocoly mpumepa 337, ¢ mpuMe-
HeaneM  N-((1R,3S)-3-amunormknonenTn)-5-(*S)(4-metuin-6-heHoKCumupuIiH-3 -1 )-4-0kco-4,5-muruapo-
3H-1-tna-3,5,8-tpnazaanenadruien-2-kapookcamuna (mpumep 355), MC (MDP): macca, paccunTanHas s
CaoH,¢N6O,S, 554,6; m/z o pesympTaTaM aHammsa: 555,00 [M+H]". 'H aMmp (400 MI', CDCls): ¢ 8,31 (d,
J=5,4 T, 1H), 8,06 (s, 1H), 7,79 (d, J=7,3 I'n, 1H), 7,48-7,38 (m, 2H), 7,32-7,14 (m, 4H), 6,95 (s, 1H), 6,37 (dd,
J=17,0, 1,6 'y, 1H), 6,12 (dd, J=16,9, 10,2 I'y, 1H), 6,01 (d, J=5,5 I'n, 1H), 5,63 (dd, J=10,1, 1,6 I'u, 1H), 4,39
(tq, J=8,8, 4,4 I'u, 1H), 2,44 (dt, J=14,2, 8,6 I'u, 1H), 2,10-1,83 (m, 9H), 1,17 (dd, J=10,1, 6,9 I'y, 1H).

Mpumep 360. N-((1R,3S)-3-Aneramuaonukiorekcuin)-5-(*S)-(4-meTnin-6-GpeHoKCHIMpUINH-3-11)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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VYkazaHHOEe B Ha3BaHUH COCIMHEHHE TIOTYJaJIl CIIOCOO0M, aHAIOTHYHBIM cItoco0y nmpumepa 1, ctamus B, ¢
MIPUMEHEHHUEM N-((1R,3S)-3-amunonuknorekcuin)-5-(*S)-(4-metun-6-penokcunupuaun-3-mn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenadrunen-2-kapookcamuna (nmpumep 356) M ¢ NpPUMEHEHHEM YKCYCHOTO
AQHTUAPUAA U JUH3ONPONMIATUIAMUHA BMECTO Hpom-2-eHownxnopuaa u TpudtunamuHa. MC (UOP): macca,
paccuntanHas aius CyH,sNeO4S, 556, 6; m/z mo pe3ynbratam anammsa: 557,00 [M+H]". 'H sIMP (500 MT'n,
CDCl): 6 9,62 (s, 1H), 8,34 (d, J=5,4 I'y, 1H), 8,05 (s, 1H), 7,48-7,40 (m, 2H), 7,29-7,15 (m, 3H), 6,94 (s, 1H),
6,04 (d, J=5,4 'y, 1H), 5,97 (d, J=7,7 I', 1H), 5,88 (d, J=7,8 'y, 1H), 4,05-3,94 (m, 2H), 3,88 (dtd, J=12.,4, &5,
8,0, 4,0 I'u, 1H), 3,54-347 (m, 2H), 2,35 (d, J=11,6 T'n, 1H), 2,19 (s, 3H), 2,11-1,95 (m, 5SH), 1,89-1,81 (m, 1H),
1,47 (ddd, J=14,1, 10,3, 4,1 'y, 1H).

Ipumep 361. 5-(*S)-(4-Metun-6-heHokcunupuanH-3-mi)-4-okco-N-((1R,3S)-3-mponroHaMu 10TIHKI0-
neHTn)-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad truieH-2-kapOOKCaMHIL.

VYka3zaHHOE B Ha3BaHUM COCAMHEHUE MOJYYall COCOOOM, aHAOTHYHBEIM crIoco0y mpumepa 35, ¢ mpuMe-
HeaneM  N-((1R,3S)-3-amunormknonenTn)-5-(*S)(4-metrin-6-heHokcumupuIuH-3 -1 )-4-0kco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamuaa (mpumep 355) U ¢ MpUMEHEHHEM TUU3OTPOTIHIII THIAMHA-
Ha BMecTo TpdTwiamuHa. MC (MDP): macca, paccunrannas 1t CyoHosNeO4S, 556,6; m/z mo pesynbratam
amammza: 557,00 [M+H]". 'H SIMP (500 MI', CDCLy): 8 9,64 (s, 1H), 8,33 (d, J=5,4 T'u, 1H), 8,06 (s, 1H), 7,63
(d, J=7,3 I'u, 1H), 7,47-7,39 (m, 2H), 7,29-7,15 (m, 3H), 6,95 (s, 1H), 6,66 (d, J=6,4 I'u, 1H), 6,02 (d, J=5,5 I,
1H), 5,29 (s, 1H), 4,37 (tt, J=7,7, 2,9 I'n, 1H), 4,16-3,99 (m, 1H), 2,47-2,30 (m, 1H), 2,26-2,15 (m, 3H), 2,04 (s,
2H), 1,98-1,85 (m, 4H), 1,26 (t, J=7,2 I'm, 3H).

IMpumep 362. N-((1R,2R)-2-AneraMunomuKkiIoneHTHI)-5-(*S)-(2-MeTHI1-6-h eHOKCUTTUPUMUTUH-3 -11IT)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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VYkazaHHOEe B Ha3BaHUH COCIMHEHHE TIOTYJaJl CIIOCOO0M, aHAIOTHYHEIM cItocoOy mpumepa 1, ctamus B, ¢
MIPUMECHEHUEM N-((1R,2R)-2-amuHOTIHKIOTeKCHIT)-5-(*S)-(2-MeTHIT-6-h eHOKCUTTUPUIUH-3 - 1T )-4-0KC0-4,5-
nuruapo-3H-1-tna-3,5,8-Tpuazaanenad tuien-2-kapookcamuaa (mpumep 350) W ¢ MpPUMEHEHHEM YKCYCHOTO
aHTHIIPHUIIa W JHH3O0NPONUAIAITHIAMUHA BMECTO Tpom-2-eHownxjopuaa u Tpwdtwiamuaa. MC (UOP): macca,
paccuutanHas misa CooHogNgO4S, 556,6; m/z mo pesynpratam anammsa: 557,0 [M+H]". 'H sIMP (600 MI'n,
CDCl): 6 9,49 (s, 1H), 8,37 (d, J=5,4 I'y, 1H), 7,51 (d, J=8,5 I'u, 1H), 7,46-7,40 (m, 2H), 7,25-7,18 (m, 3H),
6,81 (d, J=8,6 I', 1H), 6,58 (d, J=7,1 ', 1H), 5,99 (d, J=5,4 T'u, 1H), 3,88-3,68 (m, 2H), 2,28 (s, 3H), 2,27-2,20
(m, 1H), 2,10-2,04 (m, 1H), 2,03-1,95 (m, 3H), 1,85-1,76 (m, 2H), 1,42-1,28 (m, 5H).

Mpumep 363. N-((1R,3S)-3-Axpunamuaonukiorekcuin)-5-(*S)-(4-metnn-6-peHokcunupuana-3-1i)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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YkazaHHOe B Ha3BaHUU COCIUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOco0y npumepa 337, ¢ mpumMe-
HeaueM  N-((1R,3S)-3-amunonmkiorekcui)-5-(*S)-(4-MeTnun-6-peHOKCUIHPUANH-3-11)-4-0KC0-4, 5-TUTHIPO-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapbokcamuaa (mpumep 356). MC (MDOP): macca, paccuutaHHas s
C;30H25N6O4S, 568,7; m/z mo pe3ynbprartam aHanmza: 569,00 [M+H]". 'H smMP (500 MTI'1;, CDCly): 6 9,54 (s, 1H),
8,34 (d, J=5,4 I'u, 1H), 8,04 (s, 1H), 7,48-7,39 (m, 2H), 7,28-7,15 (m, 3H), 6,94 (s, 1H), 6,27 (dd, J=16,9, 1,5
I'm, 1H), 6,12-6,01 (m, 2H), 5,80 (t, J=8,6 I'u, 2H), 5,63 (dd, J=10,2, 1,5 I'n, 1H), 5,30 (s, 2H), 3,48 (s, 1H),
2,45-2,38 (m, 1H), 2,06 (q, J=8,7, 5,5 I'y, 3H), 1,86 (dt, J=7,2, 3,6 I'n, 1H), 1,51 (qt, J=13,6, 3,6 I', 1H), 1,29-
1,07 (m, 4H).

Mpumep 364. 5-(*S)-(2-Metun-6-penokcunupuaun-3-mi)-4-okco-N-((1R,2R)-2-nmpormmonamunonukIo-
rexcun)-4,5-nmuruapo-3H-1-tua-3,5,8-rprazaanenadruneH-2-kapOoKkcamMu.
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VYka3aHHOE B Ha3BaHUM COECJUHEHHE MOJydaIHd CIIOcOOOM, aHATOTHYHBIM CIOCO0y mpumepa 35, ¢ mpuMe-
HeaueM  N-((1R,2R)-2-amuHonmkiorekcui)-5-(*S)-(2-Metnun-6-peHOKCUIpuANH-3 -1 )-4-0KC0-4, 5-TUTH IPO-
3H-1-tna-3,5,8-tpuazaanenadtunen-2-kapbokcamuaa (mpumep 350) N-((1R,2R)-2-AMHUHOIMKIOTEKCHI)-5-
(*S)-(2-meTnin-6-peHOKCHIUPUINH-3-11)-4-0Kc0-4,5-nurunpo-3H-1-tna-3,5,8-tpnazaanenadruneH-2-kap-
ookcamuna. MC (U3P): macca, paccuutannas mist C3gH3gNgO4S, 57 0,7; m/z mo pesynpratam anammsa: 571,0
[M+H]". "H SIMP (500 MI'u, CDCly): & 9,57 (s, 1H), 8,37 (d, J=5,5 T'u, 1H), 7,64-7,36 (m, 3H), 7,26-7,18 (m,
3H), 6,81 (dd, J=8,5, 0,7 T'u, 1H), 6,73 (d, J=7,2 I'u, 1H), 5,99 (d, J=5, 4 I'n, 1H), 5,90 (d, J=8,0 I'u, 1H), 3,89-
3,70 (m, 2H), 2,28 (s, 3H), 2,27-2,11 (m, 3H), 1,89-1,77 (m, 3H), 1,45-1,32 (m, 4H), 1,10 (t, J=7,6 ', 3H).

Mpumep 365. N-((1R, 3S)-3-AxpriaaMuAOUMKIONEHTH)-5-(6-1300yTOKCH-4-METHIITUPUINH-3-1T)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMuI.
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Cramus  A. N-((1R,3S)-3-AmMuHommkIoneHTINI)-5-(*S)-(6-1300yTOKCH-4-ME TUIHPUIUH-3 -1JT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadTiieH-2-kapookcaMul. YKa3aHHOE B Ha3BaHWHM COCIWHEHHE TIONY-
qaimu crmocoboM, aHAJIOTHYHBIM CrocoOy mpuMepa 166, cragus A, ¢ mpuMeHeHHeM 5-(6-m300yTOKCcH-4-
METWIHPUANH-3 -1 )-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TiiieH-2-KapOOHOBOW  KUCIOTHI (TIPO-
Mexyrounoe coemuHenue 33, Brmouas CIIOCOBb 1 XHMPAJIBHOI'O PA3JIEJIEHUA c¢ momydenmem *S-
atporom3omepa) u TpeT-0yTi ((1S,3R)-3-aMmuHomuKIOIeHTIUT)KapOamarta (0e3 yaaneHus 3alIUTHON TPYIIIBI C
nomotnsio TFA/DCM).

Cramus B. N-((1R,3S)-3-AkpriaMugonnKiIoneHTi)-5-(6-u300yToKCH-4-Me THIITHPHINH-3-11)-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad tuneH-2-kapookcaMu. YKa3aHHOE B Ha3BaHWU COEIAMHEHHUE IOJY-
Yajau CHoco0OM, aHaJOTHYHBIM crocoOy mnpumepa 1, cramus B, c¢ npumenenmem N-((1R,3S)-3-amwun-
OLMKIIONEHTNIN)-5-(*S)-(6-1300yTOKCH-4-Me THIANINPUANH-3-11)-4-0Kc0-4,5-nuruapo-3H-1-tua-3,5,8-Tpuaza-
arneHaTIIICH-2-KapOOKcaMuia, aKpWJIOBOTO AaHTHApPWIA U JUH3ONPONMIITHIAMHUHA BMECTO  IPOI-2-
eHOWJTXJIOpUA U TpudTHIaMuHa Ha ctanuu B. MS (ESI): macca, paccantannas ans Cy7H3oNgO4S, 534,6; m/z mo
pesymbraTam aHammsa: 535,0 [M+H]'. 'H SIMP (500 MI'u, CDCLy): & 9,63 (s, 1H), 8,33 (d, J=5,5 'y, 1H), 8,02
(s, 1H), 7,58 (d, J=7,3 T'n, 1H), 6,87 (d, J=7,1 I'u, 1H), 6,83-6,78 (m, 1H), 6,39 (dd, J=17,0, 1,4 'y, 1H), 6,11
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(dd, J=16,9, 10,3 ', 1H), 6,02 (d, J=5,4 I'y, 1H), 5,66 (dd, J=10,3, 1,4 ', 1H), 4,40 (ddt, J=11,5, 7,7, 3,6 'L,
1H), 4,18-4,04 (m, 3H), 2,51-2,40 (m, 1H), 2,16-1,82 (m, 9H), 1,03 (dd, J=6,8, 1,3 I'r;, 6H).

IIpumep 366. N-((1R,3S)-3-AxpunamuaonukioneHTrn)-5-(*S)-(6-(1UKI0MeHTHIIOKCH ) -4 -METHIITAP U THH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-KapOOKCaAMILI.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE TIOTYYaH CIIOCOO0M, aHAIOTHIHBIM CIIoco0y nmpumepa 1, ctamus B, ¢
npumenenneM  N-((1R,3S)-3-amuHomuKIOTIEHTHI)-5-(*S)-(6-(IUKIIONEHTHIIOKCH ) -4 -ME THIITTUPH A H-3 - 1T ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadriiieH-2-kapookcamuaa (mpumep 394) U akpUIOBOTO aHTHI-
pUaa ¥ AUA30MPONIIITHIIAMHUHA BMECTO TIPOTI-2-€HOMIXIIOpUAa U TpudTHiIamMuHa Ha ctaauu B. MS (ESI): mac-
ca, paccuntanHas s CrsH30NgO4S, 546,7; m/z mo pesynpTaram ananmmza: 547,0 [M+H]+. 'H amP (500 MTI'm,
CDCl): 6 8,32 (d, J=5,4 I'y, 1H), 8,03 (s, 1H), 7,68 (d, J=7,3 I'u, 1H), 7,19 (d, J=7,2 I'n, 1H), 6,73 (s, 1H), 6,37
(dd, J=17,0, 1,5 I'i, 1H), 6,12 (dd, J=16,9, 10,3 I'u, 1H), 6,02 (d, J=5,4 I'n, 1H), 5,64 (dd, J=10,2, 1,5 T'n, 1H),
5,46-5,35 (m, 1H), 4,21-3,99 (m, 1H), 2,44 (s, OH), 2,13 (s, 3H), 2,54-2,37 (m, 1H), 2,13 (s, 3H), 2,04-1,95 (m,
3H), 1,94-1,86 (m, 5H), 1,64 (dq, J=7,0, 2,7, 2,2 ', 4H).

IMpumep 367. N-((1R,25)-2-AxpuiaMua0IMKIONEHTHN)-5-(2-MeTrII-4-((2-MeTHANUPUANH-3-1IT)OKCH) e-
HU)-4-0kco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMHUI.

(@]
NSO o} 7
L JL HN
N NH S
| N N\ HN =
NS o

Cramus A. 2-Metun-3-(3-meTmin-4-HUTpoEHOKCH) MMPUMHUINH. YKa3aHHOE B HA3BaHWH COCJAMHEHHUE TI0-
Jydaiu crocoOoM, aHaJIOTMYHBIM CHOCO0Y MOyYeHHMsI IPOMEXYTOUYHOTO COelMHEeHus 1, craaus A, ¢ IpuMeHe-
HHeM 4-(rop-2-MeTnil-1-HUTpoOEeH301a U 2-MeTHIINUPUANH-3-011a.

Cramus  B.  5-(2-Metun-4-((2-meTmmupuus-3 -1 )okcn )penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpraszaaneHadTHICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BaHUM COCIMHEHHE IOJTydali cIiocoOoM, aHajo-
THYHBIM CIIOCOOY MOJYyYeHHs NMPOMEXYTOUHOro coeamHenus 25, craguu B-C, ¢ npumenennem 2-metwi-3-(3-
METHI-4-HUTPO(PCHOKCH ) TUPHUIIHA Ha cTaauu B.

Cramus  C. N-((1R,2S)-2-AxpuinaMuI0UKIONESHTHN)-5-(2-MeTI-4-((2-Me THITHPUANH-3 -1 ) OKCcH ) he-
HU)-4-0Kc0-4,5-nmuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2-kapookcaMu. YKazaHHOE B HA3BAHUH COCJIH-
HEHUE MOJyJaId CIIOCOOOM, aHAIOTHYHBIM CIOco0y mpumepa 1, cragust A, ¢ mpuMeHeHueM S-(2-metmn-4-((2-
METWIIHPUINH-3 -1 )oKCcH ) heHmnn )-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOOHOBOM
kucnoThl 1 N-((1S,2R)-2-aMUHOIIMKIIOTICHTH )aKkpuiiaMuia (IIPOMEXXKYyTOIHOE coeuHeHne 36) 0e3 ymaneHus
3amuTHOU rpymmsl ¢ moMoibio HCI/MeOH. MC (M3P): macca, paccuntannas mist C3oHosNgO4S, 568,6; m/z o
pe3yipTaTaM aHanmm3a: 569,2 [M+H]". 'H samP (400 MTI', CD;OD): 6 8,35-8,28 (m, 1H), 8,28-8,22 (m, 1H),
7,50-7,43 (m, 1H), 7,36-7,28 (m, 2H), 7,10-7,02 (m, 1H), 6,99-6,93 (m, 1H), 6,32-6,16 (m, 2H), 6,09-6,01 (m,
1H), 5,64-5,58 (m, 1H), 4,46-4,36 (m, 2H), 2,50 (s, 3H), 2,13 (s, 3H), 2,11-2,01 (m, 2H), 1,96-1,86 (m, 1H),
1,81-1,61 (m, 3H).

IMpumep 368. N-((1R,25)-2-AxpuiaMuaoIMKIONEHTHN)-5-(2-MeThII-4-((6-MeTHANNPUANH-2-WIT)OKCH) e-
HU)-4-0Kkc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMHUI.
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Cramus A. 2-MeTmin-4-((6-MeTHIITAPUINH-2-1T) OKCH) aHWIMH. YKa3aHHOE B Ha3BaHWU COCIWHEHHUE TO-
JTydaiad crocoOoM, aHAIOTHYHBIM CIIOCO0Y MPOMEXKYTOUYHOTO COeIWHEHHs 1, cramus A, ¢ mpuMeHeHHeM 4-
aMuHO-3-MeTwIpeHoNa U 2-PTop-6-MEeTHITTUPHINHA.
Cramus  B. 5-(2-Metun-4-((6-MeTHITIUPHUINH-2 -MIT)OKCH ) peHI)-4-0kco-4,5-murunpo-3H-1-tua-3,5,8-
TpHazaaneHapTHIeH-2-KapOOHOBas KUCIOTA. YKa3aHHOE B Ha3BaHUHU COSIMHEHHUE TIOIydJad CIIOCOOOM, aHaJo-
THYHBIM TPOMEXYTOYHOMY coequHeHnto 1, cramgum C-F, ¢ mpumenenuem 2-meTtmin-4-((6-MeTHONUPHUINH-2-
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Cramus C. N-((1R,2S)-2-AxpriaMuIOIHKIONEHTI )-5-(2-MeTHI-4-((6-Me THIITHUPUTUH-2 - 1T )OKCH ) (he-
HU)-4-0KCc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapookcaMui. YKa3aHHOE B Ha3BaHH: COCNHU-
HEHUE MOJyJaJId CIIOCOOOM, aHAIOTHYHBIM CITOco0y mpumepa 1, ctagust A, ¢ mpuMeHeHuem S-(2-metmin-4-((6-
METWIITHPUINH-2-11 )oKCcH ) peHunn )-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOOHOBOM
kucnoThl 1 N-((1S,2R)-2-aMUHOIIUKIIOTICHTHI )aKkpuiiaMuIa (IIPOMEXKYTOIHOE CoeuHeHne 36) 0e3 ymaneHus
3amuTHOU Tpymikl ¢ momonisio HCI/MeOH. MC (MOP): macca paccuntannas anst C3oH,sNgO4S, 568,6; m/z o
pesysbTatam anammsa 569,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,36-8,24 (m, 1H), 7,76 7,65 (m, 1H),
7,44-7,29 (m, 1H), 7,20-7,15 (m, 1H), 7,13-7,0 (m, 1H), 7,06-6,97 (m, 1H), 6,82-6,72 (m, 1H), 6,34-6,15 (m
2H), 6,14-6,05 (m, 1H), 5,66-5,55(m, 1H), 4,48-4,34 (m, 2H) 2,42 (s, 3H), 2,20-2,00 (m, 5H), 1,98-1,84 (m, 1H),
1,82-1,6 (m, 3H).

Mpumep 369. N-((1R,2S)-2-AxprinaMuIoIUKIONEHTIN)-5-(4-((6-MeTHINUPUANH-2-1T)OKCH ) heHnT)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad tiieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaId CIIOCOO0M, aHAJOTHYHBIM crioco0y mpumepa 368, ¢ mpumMe-
HeHueM 4-amuHodeHOna u 2-grop-6-meTmnnupuanHa Ha craaud A. MC (MOP): macca, paccunraHHas s
CyoHy6N6O4S, 554,6; m/z mo pesynbpratam aHamuza: 555,1 [M+H]+. 'H aMP (400 MI', .JIMCO-dg): 6 9,98 (s,
1H), 8,30 (d, J=5,5 I'y, 1H), 7,92-7,81 (m, 1H), 7,81-7,62 (m, 2H), 7,52-7,40 (m, 2H), 7,34-7,21 (m, 2H), 7,08-
6,97 (m, 1H), 6,89-6,80 (m, 1H), 6,30-6,15 (m, 1H), 6,11-5,96 (m, 2H), 5,62-5,47 (m, 1H), 4,42-4,14 (m, 2H),
2,35 (s, 3H), 2,02-1,82 (m, 2H), 1,80-1,68 (m, 2H), 1,66-1,44 (m, 2H).

IMpumep 370. N-((1R,2S)-2-AxpuiaaMuI0IUKIONEHTIIN)-S5-(4-((6-METHITTUPHINH-3 -HIT)OKCH ) eHIIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCO00M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(4-((6-meTmnnupuauH-3-1i1)oken )penmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadpTuineH-2-
KapOOHOBOM  KHCJIOTHI  (TIpoMexyTouHoe coemuHeHue 32) wm  Tper-OyTmi-((1S,2R)-2-aMuHOIIMKITO-
HeHTHI)KapbamMaTa Ha CTaluu A M ¢ NPUMEHEHHEM aKpUJIOBOTO aHTHIPHIA BMECTO MPOI-2-SHOMIXIOPHIA Ha
cramuu B. MS (ESI): macca, paccumrannas mist CyoHpsNeO4S, 554,6; m/z mo pesynpratam anammsa: 555,1
[M+H]". '"H SIMP (400 MI't, CD;0D): & 8,34-8,24 (m, 2H), 7,54-7,46 (m, 1H), 7,45-7,38 (m, 2H), 7,37-7,30
(m, 1H), 7,24-7,18 (m, 2H), 6,31-6,12 (m, 3H), 5,68-5,53 (m, 1H), 4,47-4,32 (m, 2H), 2,52 (s, 3H), 2,14-1,99
(m, 2H), 1,97-1,85 (m, 1H), 1,80-1,61 (m, 3H).

IIpumep 371. N-((1R,25)-2-AxpunamuaonukioneHTrn )-5-(*S)-(6-(1UKI0MeHTHIIOKCH ) -4 -METHIITAP U THH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprnazaanenad TuieH-2-KapOOKCaAMILI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOJyYaInd CIIOCOO0M, aHAIOTUYHBIM crioco0y npumepa 1, ctagus B, ¢
npumeHerreM N-((1R,2S)-2-amunonmkmomeHTHN )-5-(*S)-(6-(1IMKIOMEHTOKCH )-4-ME THIITHPUIUH-3 -1 )-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamuna (npumep 374) U ¢ IpEMEHEHHEM aKpPHUIOBO-
ro aHTUApHAA U JUU30MPONUIITUIAMUHA BMECTO Mpom-2-eHomnxyiopuaa u tpudstuiamuta. MC (5P): macca,
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paccuutannas i CogH3oNgO4S, 546,7; m/z mo pesynpratam anammsa: 547,0 [M+H]". 'H sIMP (500 MTI'n,
CDCly): 6 9,48 (s, 1H), 8,33 (d, J=5,4 I'u, 1H), 8,02 (s, 1H), 6,86 (d, J=6,1 T'n, 1H), 6,80 (d, J=6,4 I'y, 1H), 6,72
(s, 1H), 6,33 (d, J=16,8 I'i, 1H), 6,16 (dd, J=16,9, 10,1 T';, 1H), 6,02 (d, J=5,3 I'u, 1H), 5,65 (d, J=10,3 T', 1H),
5,41 (dq, J=6,5, 3,4, 3,0 I'n, 1H), 4,38 (dq, J=19,3, 6,8 I'u, 2H), 2,28-2,17 (m, 1H), 2,11 (s, 4H), 1,98 (dq,
J=15,8,7,9, 7,2 I'n, 2H), 1,92-1,65 (m, 10H).

Ipumep 372. N-((1R,2S)-2-AxpuiaaMuI0IUKIONEHTII)-S5~(4-((2-MEeTHITTUPHUIAH-3 - 1T )OKCH ) P eHILT ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHUI.
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VYka3zaHHOE B HA3BaHUH COCIUHCHUE MOTYYaH CIIOCOO0M, aHATTOTHYHEIM CIIOCO0y mpuMmepa 368, ¢ mpuMme-
HeHHEM 4-(QTOHUTPOOCH30Ia U 2-METHINUPUANH-3-01a Ha ctamuun A. MC (MDP): macca, paccuntanHas aiis
CyH6N¢O,4S, 554,6; m/z o pe3yipraTtam aHammsa: 555,2 [M+H]". 'H sIMP (400 MI'y, CD30D) d 8,33-8,22
(m, 2H), 7,51-7,39 (m, 3H), 7,34-7,28 (m, 1H), 7,19-7,12 (m, 2H), 6,32-6,13 (m, 3H), 5,64-5,57 (m, 1H), 4,46-
4,35 (m, 2H), 2,51 (s, 3H), 2,14-2,01 (m, 2H), 1,95-1,85 (m, 1H), 1,81-1,61 (m, 3H).
IIpumep 373. N-((1R,2S)-2-AkpruaaMUIOIUKIONEHTHII)-5-(*S)-(6-1300yTOKCH-4-MEe TUITUPUIUH-3 -11T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHUT.

Cramus  A. N-((1R,25)-3-Amunornuknonentn)-5-(*S)-(6-m300yTokcH-4-Me THIMHPUANH-3 -1 )-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcaMua. YKazaHHOE B Ha3BaHWU COEIAMHEHHUE ITOJY-
Yajgu CHOCOOOM, aHaJOTWYHBIM CIocoOy mpumepa 166, cragus A, ¢ npuMeHeHHeM 5-(6-m300yToKcH-4-
METWIMUPUIUH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-rpuasaanenadTuineH-2-kapOOHOBOH KHUCIOTH (TIpO-
Mexxyrounoe coenumHenne 33, Bkmouas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ monmydenumem *S-
atporom3omepa) u TpeT-0yTui ((1S,2R)-2-aMHUHOIIMKITOICHTH )KapOamaTa.

Cramus B. N-((1R,2S)-2- AkpunaMuI0IUKIONESHTHN)-5-(*S)-(6-u300y THIT-4-Me TP U AUH-3 -11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TiieH-2-kapOokcaMul. YKa3aHHOE B Ha3BaHWM COCIWHEHHUE TIONY-
Jaid CrmocoOOM, aHaJOTHYHBIM crnocoby mnpumepa 1, cragus B, ¢ mnpumenenuem N-((1R,2S5)-2-
aMUHOIMKJIONEHTHN )-5-(*S)-(6-1m300yTOKCH-4-MeTHIHPUANH-3 -1 )-4-0kc0-4,5-muruapo-3H-1-tna-3,5,8-tpu-
azaaneHaTHIICH-2-KapOOKCaMUIa, aKPWJIOBOTO aHTHIPHAA W JTUU3ONMPONWIDTHIAMHHA BMECTO IIPOIM-2-
CHOWIIXJIOpUAA U TpudTWwiaMuHa Ha ctamuu B. MS (ESI): macca, paccuntannas mus C,,H;30NgO4S, 534,6; m/z o
pesynbratam aHaimsa: 535,0 [M+H]+. 'H IMP (400 MI'u, CDCl;): & 9,49 (s, 1H), 8,33 (d, J=5,4 I'u, 1H), 8,02
(s, 1H), 6,94 (dd, J=22,5, 5,8 I'n, 2H), 6,79 (s, 1H), 6,33 (dd, J=17,1, 1,7 I'u, 1H), 6,17 (dd, J=16,9, 10,2 I'L,
1H), 6,02 (d, J=5,5 I'u, 1H), 5,63 (dd, J=10,2, 1,7 T'n, 1H), 4,40 (hept, J=6,5 ', 2H), 4,09 (dt, J=6,7, 3,7 I'y,
2H), 3,53-3,43 (m, 1H), 2,28-2,03 (m, 6H), 1,92-1,68 (m, 3H), 1,03 (d, J=6,7 I'u, 6H).

[Mpumep 374. N-((1R,2S)-2-AmunorukoneHTmin)-5-(*S)-(6-(1UKIONEHTUIOKCH ) -4 -ME THIITHPH I H-3 - HJT) -
4-oxco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaarneHad TuieH-2-kapOOKCaMUI.
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YkazaHHOe B Ha3BaHUU COCTUHEHHE TIOTYJaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOco0y mpumepa 166, ¢ mpumMe-
HeHueM  5-(6-(IUKIIOTIEHTUIIOKCH ) -4-MeTHIIITMPUANH-3 -1 )-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad-
THJICH-2-KapOOHOBOH KUCIOTHI (poMexkyTodHoe coenuHerne 25, Brmodas CIIOCOB 1 XMPAJIBHOT'O PA3-
JAEJIEHUS ¢ momyuenueMm *S-atpomomsomepa) u Tper-OyTui ((1S,2R)-2-aMuHOIMKIIONEHTIUT)KapbaMara Ha
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cramuun A. MC (UDP): macca, paccunrannas it C,sH,sNeO3S, 492,6; m/z mo pesynbratam aHamuza: 493,0
[M+H]". '"H SIMP (500 MI'y, CDCls): & 8,34 (d, J=5,5 I', 1H), 8,01 (s, 1H), 6,77-6,71 (m, 2H), 6,03 (d, J=5.5
I'u, 1H), 5,42 (tt, J=6,2, 2,9 I'u, 1H), 4,15 (p, J=7,1 I'u, 1H), 3,48-3,26 (m, 5H), 2,81 (s, 3H), 2,20-2,09 (m, 2H),
2,10-1,91 (m, 3H), 1,91-1,74 (m, 4H), 1,72-1,46 (m, 4H).

IIpumep 375. N-((1R,2S)-2-AmuHOIHKIOTEKCHIT)-5-(*S)-(4-MeTHII-6-heHOKCUTTUPUIUH-3 -1T)-4-0KC0-4,5-
nmurunapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-KkapOOKCaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE MOTydaln CIIocoO0OM, aHAIOTHYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM  5-(4-metmn-6-eHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-rtua-3,5,8-tprazaanenadu-
JIeH-2-KapOOHOBOW KHCIOTHI (IpoMexyTouHoe coequaenue 27, srmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS c¢ mnomydeHueM *S-arpomomsomepa) W Tper-OyTmi-cioxknoro sdupa (1S,2R)-(2-amuHOIMKIO-
TeKCHI)KapOaMUHOBOH KHCIIOTHI M auusonponwmnTiiamuaa. MC (MOP): macca, paccunmtaHHas mjis
C,7Hy6N405S, 514,6; m/z no pesynbratam amanmsa: 515,0 [M+H]'. 'H sIMP (400 MTI't;, CD;0D): & 8,55 (s, 1H),
8,16 (s, 1H), 7,58-7,40 (m, 2H), 7,39-7,01 (m, 4H), 6,49 (d, J=6,3 Hz, 1H), 4,54-4,39 (m, 1H), 3,73-3,56 (m,
1H), 2,24 (s, 3H), 1,86-1,54 (m, 8H).

Ipumep 376. N-((1R,2S)-2-AxpunaMuI0IUKIONESHTHN )-5-(2-IUKI00y T PUANH-4-11)-4-0KC0-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-kapOOKCaMuI.
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Cramus A. 2-1luxno6ytuHnupunna-4-amut. K pactBopy 2-6pomnupunun-4-amuna (17,3 r, 100 Mmmouns) u
Pd(dppf)Cl, (4,08 r, 5 mmous) B8 THF (600 mut) o0OaBisii mpu moMoIu mnpuna mukiooyTmwiuaka(ll) opomua
(200 ™, 100 mmomp). Peakmuonnyro cMech nepememmBany mpu 60°C B teuenue 18 4. PeaknmmoHHy0 cMmech
00pabaThIBalI HACHIIIEHHBIM BOAHBIM OukapOonarom Hatpust (300 mi), 3atem skcrparmpoBanm EtOAc
(2x300 mm). OO0benmuHeHHBIE Opranudeckue cion cymmin (Na,SO,) U KOHIEHTPHPOBAIN IO TTOHWKCHHBIM
nmasieaueM. Ouuctka (FCC, SiO,, PE/EA) mo3Bonsuia MONMyYHuTh YKa3aHHOC B Ha3BaHUHM COCIMHCHUC B BHUJIC
KOpU4YHEBOTo Macina (4,4 T, 30%).

Cramus B. 5-(2-LuxnoOyruHnupunus-4-mn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenadptuinen-2-
KapOOHOBas KHCIIOTa. YKa3aHHOE B HA3BAHWU COCTUHEHHE MOJYYald CIOCOOOM, aHAJIOTHYHBIM MPOMEXKYTOU-
HOMY coenuHeHmio 1, ctanun C-G, ¢ MpUMEHEHHEM 2-IIUKJIO0Y THHITUPUIUH-4-aMITHA.

Cramus C. N-((1R,2R)-2-Akpun aMuj OIUKIONEHTHI)-S5-(2-IUKI00y THITUPHINH-4-11)-4-0KC0-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad truieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCIAMHEHHUE TIOTYYaIHd
CIocoO0OM, aHAJIOTHYIHBIM CIOCcO0y mpuMepa 1, ctaaus A, ¢ MpuMeHEeHHEeM S-(2-IMKI00Y THHITUPHIAH-4-11)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadruiieH-2-kapooHoBoi KUCIOTeI U N-((1S,2R)-2-aMuHOIIHKIO-
MEeHTHI)akpuiaMuia (IpPOMEXYTOYHOEe CcoeArHeHue 36) 0e3 ynaJlieHusl 3allUTHOW TPYNIBl C ITOMOLIBIO
HCI/MeOH. MC (U3P): macca, paccuntannas mis C,sHysNgO;S, 502,6; m/z mo pesynbratam anammsa: 503,3
[M+H] *. "H SIMP (400 MI', CD;0D): & 8,70 (d, J=5,3 ', 1H), 8,30 (d, J=5,6 'y, 1H), 7,46 (s, 1H), 7,38-7,32
(m, 1H), 6,33-6,15 (m, 3H), 5,65-5,58 (m, 1H), 4,50-4,33 (m, 2H), 3,88-3,71 (m, 1H), 2,46-2,28 (m, 4H), 2,17-
1,99 (m, 3H), 1,97-1,84 (m, 2H), 1,81-1,57 (m, 3H).

Mpumep 377. N-((1R,25)-2-Aneramunonuknorexcui)-5-(*S)-(4-meTuin-6-heHOKCUITUPUMHUINH-3-1T)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(4-meTmin-6-eHokcunupuani-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
OOHOBOW KHCTOTHI (IpoMexyTouHoe coenuuenue 27, Bkimodas CITOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
moslyaeHneM  *S-atporom3omepa) u - TpeT-OyTmii-cinoxHoro 3dupa (1S,2R)-(2-aMHHOIIUKIIOTEKCHI )Kap-
0aMHUHOBO¥ KHCIIOTHI U TUH3OMPONIIITIIAMUHA Ha CTagUH A U C IPUMEHEHHEM YKCYCHOTO aHTHIpHIA M AUH-
30MPONMIATHIIAMUHA BMECTO TPOT-2-CHOWIXJIOpHAa U TpudTHwiamMuHa Ha ctaauu B. MS (ESI): macca, paccun-
tanHas s CooHygNeO4S, 556,6; m/z o pesynpratam anammsa: 557,0 [M+H]". 'H SIMP (500 MI', CD;0D): &
8,39-8,31 (m, 1H), 8,09 (s, 1H), 7,53-7,36 (m, 2H), 7,33-7,11 (m, 3H), 7,05 (s, 1H), 6,29-6,00 (m, 1H), 4,35 (s,
1H), 4,11 (d, J=7,1 'y, 1H), 2,21 (s, 3H), 2,02 (s, 3H), 1,82-1,45 (m, 8H).

IMpumep 378. N-((1R,25)-2-AneraMumomuKIONEHTHII)-5-(*S)-(4-MeTHIT-6-()€HOKCUTTUPUMUTUH-3 -11JT)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOokcamMu.
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YkazaHHOE B Ha3BaHUH COEIMHECHHE MOTyYalli CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(4-MeThi-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
OOHOBOW KHCITOTHI (TIpoMexyTouHoe coenruenue 27, Bkimodas CITOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
noxydeHneM *S-atponomsomepa) u tpeT-oytnn ((1S,2R)-2-amuHOIMKIIONEHTHI)KapOaMaTa ¥ AUU3ONIPOIIHII-
TWJIaMUHA Ha CTaIud A W C MPUMCHCHHEM YKCYCHOTO aHTHJAPHIA U JUU3ONPOMIATHIAMHHA BMECTO MPOT-2-
CHOWJIXJIOpUAA U TpudTHiIamMuHa Ha ctaauu B. MC (UDP): macca, paccuntannas mist CogHygNgO,4S, 542,6; m/z
Mo pe3yybTatam aHamuza: 543,0 [M+H]+. 'H amP (500 MI'u, CDCl5): 6 9,54 (s, 1H), 8,35 (d, J=5,5 T'n, 1H),
8,05 (s, 1H), 7,52-7,39 (m, 2H), 7,26-7,23 (m, 1H), 7,23-7,17 (m, 2H), 6,99-6,94 (m, 1H), 6,72 (d, J=6, 0 I'ny,
1H), 6,08 (d, J=6,6 ', 1H), 6,05-6,02 (m, 1H), 4,35-4,23 (m, 2H), 2,29-2,22 (m, 1H), 2,20 (d, J=0,8 I'u, 3H),
2,14-2,07 (m, 1H), 2,04 (s, 3H), 1,91-1,81 (m, 4H).

Ipumep 379. N-((1R,2R)-2-AxpunaMuIOIUKIONCHTHN )-5-(2-IUKI00y T PUANH-4-11)-4-0KC0-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHneM  5-(2-umkiaoOyTunmupunuH-4-mn)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpnazaanenad TineH-2-
KapOoOHOBOM KUCHOTHI (mpumep 37 6, mpoaykt cramuu B) m N-((1R,2R)-2-aMHHOIIMKIONIEHTHIT)aKpHIIaMHU I
(mpumep 382, mpomykT cramuu A), 6e3 cTaguu yaajeHds 3amuTHoW rpymnmsl ¢ momombsio HCI/MeOH. MC
(MDP): Macca, paccuntanHas 1 CosHagNeOsS, 502,6; m/z mo pesynsTatam aHammsa: 503,1 [M+H]". 'H aMP
(400 MI'n, CD;0OD): & 8,69 (d, J=5,3 T'u, 1H), 8,26 (d, J=5,5 ', 1H), 7,49 (s, 1H), 7,38 (dd, J=5,2, 1,7 ', 1H),
6,24-6,10 (m, 3H), 5,61-5,54 (m, 1H), 4,29-4,15 (m, 2H), 3,84-3,69 (m, 1H), 2,44-2,29 (m, 4H), 2,20-2,02 (m,
3H), 1,95-1,86 (m, 1H), 1,83-1,72 (m, 2H), 1,68-1,49 (m, 2H).

IMpumep 380. 5-(*S)-(2-Metun-4-penokcudenmn)-4-okco-N-((1R,2S)-2-nmponroHaMuIOITUKIOT€KCHIT)-
4,5-muruapo-3H-1-tua-3,5,8-rpuaszaaneHad TrineH-2-kapOOKCaMuI.
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Cramus A. N-((1R,2S)-2-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-

3H-1-tna-3,5,8-TpnazaanenadruineH-2-kapookcaMu. YKa3aHHOE B HA3BaHUU COEIUHEHHE MOIydalld CIIoco0oM,

AQHAJIOTUYHBIM cHoco0y mpumepa 166, ¢ npumeneHrneM S-(2-mMetnin-4-penokcnpennn)-4-oxco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad TuiaeH-2-kapOOHOBOI KUCIOTHI (ITpoMexyTouHoe coequnenue 1, Bkirogas CIIOCOB
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1 XWPAJIBHOI'O PA3JIEJIEHUS c¢ mnonyuenwem *S-atporomzomepa) u  Tper-Oytmn  ((1S,2R)-2-
AMHMHOIMKJIOTeKCHIT)KapOamara.

Cramus B. 5-(*S)-(2-metun-4-henoxcudenmn)-4-okco-N-((1R,2S)-2-nponmmonamugonukinorekcnn )-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYJaIH
croco0oM, aHAIOTHYHBIM crioco0y mpumepa 1, cragust B, ¢ mpuMeHeHHeM IPOMOHOBOTO aHTHAPHIA U THU30-
MPONMWIATAIIAMIHA BMECTO Tpor-2-eHomrxyiopuaa u Tpmytwiamuaa. MC (MDP): macca, paccumranHas s
C3H3N50,S, 569,7; m/z o pesymbratam anammsa: 570,0 [M+H]". '"H SIMP (500 MTI'u, CD;OD): & 8,33 (d,
J=5,6 I'n, 1H), 7,47-7,36 (m, 2H), 7,30 (d, J=8,6 I'u, 1H), 7,23-6,96 (m, 5H), 6,07 (d, J=5,6 'y, 1H), 4,37-4,29
(m, 1H), 4,16-4,06 (m, 1H), 2,38-2,19 (m, 2H), 2,13 (s, 3H), 1,83-1,49 (m, 8H), 1,14 (t, J=7,6 T'm, 3H).

IIpumep 381. 5-(*R)-(4-Metun-6-heHokcunupuant-3-mi)-4-okco-N-((1R,2S)-2-mponrnoHaMu 10IHKI0-
rexkcun)-4,5-nmurunpo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMu.
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VYkazaHHOE B Ha3BaHUH COEIMHEHHE MTOTyYall CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(4-MeThI-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIbBHOI'O PA3JIEJIEHUS ¢
noxydeHneM *S-arporonzomepa) u Tpet-Oytmir ((1S, 2R)-2-aMuHOIMKIOTeKCHIT)KapbamaTa U AUU3O0TIPOIIHII-
TUJIaMUHA Ha CTAQJWU A W C IPUMEHCHUEM MPOMHOHOBOTO aHTUAPUIA U TUH3OMPONIIITHIAMUHA BMECTO TPOTI-
2-eHOWIXJIOpHIA U TpudTHiIamMuHa Ha ctamuu B. MC (MDP): macca, paccuntannas st C30Hz0NgO4S, 570,7; m/z
o pesynbratam ananuza: 571,0 [M+H]".

IMpumep 382. N-((1R,2R)-2-AkpunaMuaounkiIoneHTHi)-5-(*S)-(6-u300ytnin-4-Me THIHPUINH-3-11)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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Cramust A. N-((1R,2R)-2-AMHHOIIMKIIONEHTHIT) aKpWII aMHJl. YKa3aHHOE B Ha3BaHWU COCIUHEHHE MOJIyda-
M croco0OM, aHAJIOTMYHBIM Ul IPOMEXYTOYHOTO coeluHeHus 36, ¢ npuMeHenueM Tper-oyTui-((1R,2R)-2-
aMHMHOLIUKJIOTICHTHIT)Kapbamara.

Cramus  B.  N-((1R,2R)-2-AkpunaMugounkioneHTi)-5-(*S)-(6-u300y tnin-4-Me THIUPUINH-3 -11)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaaneHad TineH-2-kapookcamMul. YKa3aHHOC B Ha3BaHUHM COCIUHCHHC
MOJydaJld CII0OCOOOM, aHAJOTMYHBIM croco0y mpumepa 1, cragus A, ¢ HpuUMeHeHueM S-(6-n300yTui-4-
METWITHPUANH-3 -1 )-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHad TiiieH-2-KapOOHOBOW  KUCIOTHI (TIPO-
Mexyrounoe coemuHenue 18, Brimouas CIIOCOBb 1 XHMPAJIBHOI'O PA3JIEJIEHUA c¢ momydenuem *S-
atporom3omepa) U N-((1R,2R)-2-aMuHOIMKIIONEHTHI )aKkpriiaMyaa 0e3 yJaJleHHs 3allliTHON TPYIIBI C ITOMO-
mpio HCI/MeOH. MC (M9P): macca, paccuntanas aist C,;H30NgO;S, 518,6; m/z mo pesynbrataMm aHaigu3a:
519 [M+H]". 'H SIMP (400 MI'ti, CD;0D): & 8,39 (s, 1H), 8,33-8,28 (m, 1H), 7,39 (s, 1H), 6,27-6,16 (m, 2H),
6,03-5,97 (m, 1H), 5,67-5,55 (m, 1H), 4,30-4,18 (m, 2H), 2,73-2,67 (m, 2H), 2,20 (s, 3H), 2,18-2,06 (m, 3H),
1,87-1,75 (m, 2H), 1,71-1,51 (m, 2H), 0,97 (d, J=6, 6 'y, 6H).

ITpumep 383. N-((1R,25)-2- AxpriiaMuIOIHUKIONEHTIN )-5-(2-MeTrin-4-(((S)-teTparunpodypan-3-
win)okcH)pennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenad ruineH-2-kapOoKcaMu .
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Cramust  A.  (S)-5-(2-Metun-4-((terparnapodypan-3-un)okcn)denun)-4-okco-4,5-murnapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapOoHOBass KUCJIOTa. YKa3aHHOE B Ha3BaHWM COCIUHEHHUE TOIYJalld CIOCOOOM,
AQHAJOTMYHBIM CIIOCOOY TONYYEHHUS MPOMEXKYTOUYHOTO COSAMHEHHUS 7, ¢ MpuUMeHeHHeM 4-PpTop-2-MeTwi-1-
HUTpOoOeH30ma u (S)-rerparuapodypan-3-oma ctaaum A.
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Cramus  B.  N-((1R,25)-2-AxpunamMugonukioneHTn)-5-(2-metmin-4-(((S)-rerparuapodypan-3 -1 ) ox-
cu)pennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapookcaMu.  YKa3aHHOE B Ha3BaHUH
COeIMHEHHE TIOTY4YaId CITOCOOOM, aHATIOTHYHBIM cIoco0y mpumepa 1, cramus A, ¢ npumeneHrneM N-((1S,2R)-2-
aMUHOIIMKJIOTICHTH )aKkpriiaMuaa (mpomMexkyTouHoe coequaerne 36) u (S)-5-(2-metun-4-((trerparuapodypan-3-
nin)okcn)penmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad TrsieH-2-kapOOHOBONW KHUCIOTH 0€3 yae-
HUs 3amuTHOM rpymmsl ¢ momonisio HCI/MeOH. MC (M3P): macca, paccuntanHas 1t C,gHpoNsOsS, 547,6;
m/z 1o pe3yibTaTaM aHanmsa: 5482 [M+H] . 'H SIMP (400 MI'w, CD;0D): 6 8,28 (d, J=5, 6 Hz, 1H), 7,26-7,18
(m, 1H), 7,02-6,89 (m, 2H), 6,34-6,16 (m, 2H), 6,06-5,96 (m, 1H), 5,68-5,55 (m, 1H), 5,11-5,05 (m, 1H), 4,48-
4,35 (m, 2H), 4,05-3,92 (m, 3H), 3,90-3,85 (m, 1H), 2,35-2,23 (m, 1H), 2,18-2,02 (m, 6H), 1,98-1,86 (m, 1H),
1,80-1,62 (m, 3H).

Mpumep  384.  N-((1R,2S)-2-AxpuiaaMuI0IUKIONEHTHN)-5-(2-MeTHI-4-((6-MEe THIITTUPUTUH-3 -HJT ) OK-
cu)pennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenadruiieH-2-kapOokcamui.
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Cramust  A.  5-(2-Metun-4-((6-MmeTmimupuIuH-3 -1 )okcn )penun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuaszaaneHaTHICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BaHUM COEIMHEHHE TOJTydalli cIioco0oM, aHajo-
TUYHBIM CIOCOOY TIONYYEHHS TMPOMEKYTOYHOTO COCAMHEHUS 7, ¢ mpuMeHeHueM 4-¢rop-2-meTui-1-
HUTPOOCH30J1a ¥ 6-METHITTUPHUINH-3-011a, cTagus A.

Cramuss  B. N-((1R,2S)-2-AxpuinaMuI0IUKIONESHTHN)-S5-(2-MeTHI-4-((6-Me THIIITHPUANH-3 -1 ) OKCH ) (he-
HU)-4-0KCc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad rieH-2-kapookcaMu. YKazaHHOE B HA3BAHUH COCJIH-
HEHHUE TOJIyJaal CIOCOOOM, aHaJOTHYHBIM croco0y mpumepa 1, cramus A, ¢ mpumenenueM N-((1S,2R)-2-
AMHMHOIMKJIOTICHTWIT)aKpiiIaMuaa (IpoMexXyToyHoe coequHenne 36) n S5-(2-metmn-4-((6-MeTHInupuIuH-3-
win)okcH)pernn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad ruiieH-2-kapOOHOBOH KHCIOTHI Oe3 ynaie-
HUs 3amuTHON Tpymmsl ¢ momornbio HCI/MeOH. MC (UDP): macca, paccunrannas st C;oHosNgO4S, 568,6;
m/z 1o pe3ybTaTaM aHamma: 569,2 [M+H]". 'H NMR (400 MI', .IMCO-dg mu CD3;0D): ¢ 8,25 (d, J=5,5 I'y,
1H), 8,23-8,17 (m, 1H), 7,46-7,36 (m, 1H), 7,33-7,22 (m, 2H), 7,07-7,00 (m, 1H), 6,97-6,91 (m, 1H), 6,26-6,05
(m, 2H), 5,96 (d, J=5,5 ', 1H), 5,56-5,48 (m, 1H), 4,30-4,26 (m, 1H), 4,10-4,03 (m, 1H), 2,44 (s, 3H), 2,04 (s,
3H), 2,00-1,91 (m, 2H), 1,84-1,75 (m, 1H), 1,72-1,61 (m, 2H), 1,60-1,50 (m, 1H).

IMpumep 385. 5-(*R)-(4-Metun-6-denokcunupuant-3-mi)-4-okco-N-((1R,3S)-3-mpornroHaMu 10IHKI0-
rexcun)-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMuI.
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VYka3aHHOE B HA3BAHUH COCAMHEHHUE TIOJIyYall CIOCO00M, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, ¢ mpuMmeHe-
HUEM  5-(4-MeThi-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
OOHOBOW KHCTOTHI (IpoMexyTouHoe coenruenue 27, Bkimodas CITOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
nosydaeHueM *S-arpormousomepa) u tper-oytmin ((1S,3R)-3-amuHOIMKIIOTEKCHIT)KapbaMaTa Ha CTaAud A U ¢
MIPUMEHEHHUEM TPOTIMOHOBOTO aHTHUIPHJIA BMECTO MPOII-2-eHowmnxyiopuaa Ha craqun B. MC (MOQP): macca, pac-
cumranHas g1 CiH3oNgO4S, 570,7; m/z mo pesynsTataM amammsa: 571 [M+H]". 'H amMmp (400 MIm,
CD;0D:DMSO-dg=2:1): 6 8,30-8,24 (m, 1H), 8,04-8,02 (m, 1H), 7,40-7,32 (m, 2H), 7,21-7,09 (m, 3H), 7,02-
6,98 (m, 1H), 6,07-6,01 (m, 1H), 3,90-3,78 (m, 1H), 3,70-3,55 (m, 1H), 2,11 (s, 3H), 2,09-2,02 (m, 2H), 2,01-
1,96 (m, 1H), 1,83-1,71 (m, 3H), 1,39-1,19 (m, 3H), 1,12-1,03 (m, 1H), 1,01-0,97 (m, 3H).
IMpumep 386. N-((1R,25)-2-AxpunamuponukionenTin)-5-(2-metmi-4-(((R)-rerparuapodypan-3-mm)ox-
cu)pennn)-4-oxco-4,5-muruapo-3H-1-rtua-3,5,8-rprazaanenadruiieH-2-kapOokcamui.
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Cramus A. R)-5-(2-Metun-4-((tetparuapodypaH-3-mi)okcu ) e )-4-okco-4,5-murunpo-3H-1-tua-3,5,8-
TpHazaarneHaQTHIeH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUHU COSAMHEHHUE TIOTy4Jad CIIOCOOOM, aHaJo-
TUYHBIM CIOCOOY TIONYYEHHS TMPOMEKYTOYHOTO COCAMHEHUS 7, ¢ mpuMeHeHueM 4-¢rop-2-meTui-1-
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HuTpodensona u (R)-terparnapodypan-3-ona, cragun A.

Cramus  B.  N-((1R,25)-2-AxpunamuponukionenTuin)-5-(2-metmi-4-(((R)-rerparuapodypan-3-mm)ox-
cu)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapbokcamu. YKa3aHHOE B Ha3BaHUU
COeIMHEHHE TIOTYYaId CITOCOOOM, aHATIOTHYHBIM cIoco0y mpumepa 1, cramus A, ¢ npumeneHneM N-((1S,2R)-2-
aMUHOIIMKJIOTICHTH )aKkpriiaMua (mpoMexxyroaHoe coenuaenune 36) u (R)-5-(2-metun-4-((rerparuapodypan-3-
nn)okcn)penmn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOHOBOM KHCITOTEHI. MC
(MQP): macca, paccuntanHas 11 CosHyoNsOsS, 547,6; m/z o pesynpTatam aHammsa: 548,1 [M+H] ™. 'H aMP
(400 MI'u, CD;0OD): 6 8,28 (d, J=5,5 Hz, 1H), 7,29-7,16 (m, 1H), 7,05-6,97 (m, 1H), 6,95-6,88 (m, 1H), 6,36~
6,14 (m, 2H), 6,06-5,93 (m, 1H), 5,71-5,57 (m, 1H), 5,15-5,04 (m, 1H), 4,51-4,34 (m, 2H), 4,05-3,79 (m, 4H),
2,39-2,24 (m, 1H), 2,20-2,01 (m, 6H), 1,9-1,86 (m, 1H), 1,84-1,56 (m, 3H).

Mpumep 387. N-((1R,2S)-2-AkpunaMuIoUMKIONEHTHI)-4-0KCc0-5-(4-(Tupuia3us-3-uiaokcu)pernin)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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Cramus A. 4-Oxco-5-(4-(mupunasun-3-unokcn)penun)-4,5-murunpo-3H-1-tna-3,5,8-rpnasaanenadpTuieH-
2-kapOOKcaMHIHAsI KUCJIOTa. YKa3aHHOE B Ha3BaHUM COEJMHEHHE MOJTYyYaId CIIOCOO0M, aHaJIOTMYHBIM CIOCO0Y
MOJIYYCHHSI TIPOMEKYTOYHOTO COSANHEHUs 15, ¢ mpuMeHeHuneM 3,6-uXJonupHuaasiHa, 4-HUTpodeHona, cTaaus
A, (6e3 Cu).

Cramus  B. N-((1R,2S)-2-AKpuUIaMUIOIUKIONEHTHI)-4-0KC0-5-(4-(Tupuaa3uH-3-uiokcH )penrn)-4,5-
nmurunapo-3H-1-tua-3,5,8-Tprazaanenad tuieH-2-kapOokcaMua. YKa3aHHOE B Ha3BaHUHM COCJAMHEHHUE TIOTYYaIH
CIocoOOM, aHAIOTHYHBIM crioco0y mpumepa 1, cragus A, ¢ npumeHernneM N-((1S,2R)-2-aMHUHOIIUKIIONICH-
THN)akpuiIamMuaa (IPOMeXyTodHOoe coeanHenne 36) u 4-okco-5-(4-(mupunasun-3-uiokcu )pernn)-4,5-quruapo-
3H-1-tna-3,5,8-TpnazaanenadruieH-2-kapOOHOBOH KHCIOTH 0€3 yAaleHWs 3aIlUTHOW TPYNIBI C ITOMOIIBIO
HC/MeOH. MC (MIDP): macca, paccuntanHas mis Cy7Hp3N,04S, 541,6; m/z mo pesynbraTtam aHammsa: 542,1
[M+H]". 'H SIMP (400 MT'1, .JIMCO-dq): & 10,01 (s, 1H), 9,06-9,01 (m, 1H), 8,35-8,30 (m, 1H), 7,88-7,83 (m,
1H), 7,82-7,76 (m, 1H), 7,74-7,68 (br, 1H), 7,55-7,48 (m, 3H), 7,45-7,37 (m, 2H), 6,27-6,17 (m, 1H), 6,10-6,02
(m, 2H), 5,57-5,51 (m, 1H), 4,33-4,22 (m, 2H), 1,98-1,85 (m, 2H), 1,81-1,70 (m, 2H), 1,65-1,50 (m, 2H).

IMpumep 388. 5-(*S)-(4-Metun-6-penokcunupuaun-3-mi)-4-okco-N-((1R,3R)-3-nmpormmonamunonukIio-
neHTun)-4,5-nurunpo-3H-1-tua-3,5,8-Tpuazaanenad tieH-2-kapOokcamu/I.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM COco0y mpuMepa 1, ¢ mpuMeHe-
HUEeM  5-(4-meTmin-6-eHokcunupuanH-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUS ¢
nosydeHneM *S-atporonsomepa) u Tper-0yTHi ((1R,3R)-3-amuHOIIMKIONEHTHT)KapOamaTa Ha CTagud A H C
MIPUMEHEHHUEM MPOITMOHOBOTO aHTHUAPHUIA BMECTO Mpor-2-eHomxyopunaa ctaauu B. MC (MDP): macca, paccun-
taHas 1 CroH,osN¢O4S, 556,6; m/z mo pesynpTatam aHammza: 557 [M+H]". 'H sIMP (400 MTI', CD;0OD): &
8,30 (d, J=5,5 Hz, 1H), 8,09 (s, 1H), 7,49-7,37 (m, 2H), 7,29-7,19 (m, 1H), 7,18-7,11 (m, 2H), 7,01 (s, 1H), 6,12
(d, J=5,5 Hz, 1H), 4,54- 4,39 (m, 1H), 4,36-4,21 (m, 1H), 2,22-2,10 (m, 7H), 2,06-1,84 (m, 2H), 1,73-1,41 (m,
2H), 1,19-1,02 (m, 3H).

IMpumep 389. N-((1S,45)-4-AneraMuaonuKIOTeKCHI)-5-(*S)-(4-MeTHIT-6-)€HOKCUTTUPUMUTUH-3 -11J1)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHUH COCAMHECHHUE TIOJIyYall CIOCOOOM, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(4-meTmin-6-eHokcunupuani-3-un)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIbBHOI'O PA3JIEJIEHUS ¢
noixydenneM *S-atporonszomepa) u tper-oyrui ((1S,4S)-4-amuHOIMKIIOTeKCHIT)KapbaMaTa Ha CTaiuu A U C
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NPUMEHEHHEM YKCYCHOTO aHTHJpHIA BMECTO MpoI-2-eHowixyopuaa Ha craaun B. MC (MOP): macca, paccun-
tarHas 108 CroHosNg0,4S, 556,6; m/z o pesymbTataM aHammsa: 557 [M+H]". 'H samP (400 MTI', CD;0OD): &
8,34 (d, J=5,3 I'y, 1H), 8,14 (s, 1H), 7,52-7,39 (m, 2H), 7,31-7,23 (m, 1H), 7,22-7,15 (m, 2H), 7,05 (s, 1H), 6,15
(d, J=5,5 T'u, 1H), 4,11-3,77(m, 2H), 2,22 (s, 3H), 2,00 (s, 3H), 1,86-1,68 (m, 8H).

IMpumep 390. 5-(*S)-(4-Metun-6-beHokcunupuanH-3-mi)-4-okco-N-((1S,3R)-3-mpornmroHamMu 10IHKI0-
neHTmn)-4,5-muruapo-3H-1-tua-3,5,8-Tpruazaanenad tuieH-2-kapOOKCaMHI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TIOJIyYall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(4-meTmin-6-eHokcunupuanH-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUS ¢
noxydeHneM *S-atponomsomepa) u tper-oytrn ((1R,3S)-3-amuHonmKIIONEHTHI)KapOaMaTa Ha CTaAUU A H C
IPUMEHEHHUEM MPOMHOHOBOIO aHTUAPHA BMECTO Mpon-2-eHounxaopuia Ha ctaguu B. MC (I5OP): macca, pac-
cuntanHas s CyHpNeO4S, 556,6; m/z mo pesynbratam anammsa: 557,3 [M+H]". 'H sIMP (400 MT,
CD;OD): 6 8,34 (d, J=5,6 I';, 1H), 8,08 (s, 1H), 7,51-7,36 (m, 2H), 7,27-7,13 (m, 1H), 7,19-7,12 (m, 2H), 7,03
(s, 1H), 6,15 (d, J=5,5 'y, 1H), 4,41-4,23 (m, 1H), 4,18-4,00 (m, 1H), 2,51-2,34 (m, 1H), 2,24-2,13 (m, 5H),
2,09-1,91 (m, 2H), 1,82-1,63 (m, 2H), 1,60-1,48 (m, 1H), 1,12 (t, J=7,6 I'n, 3H).

Ipumep 391. N-((1R,3R)-3-AneraMugonukIoneHTI)-5-(*S)-(4-MeTHII-6-heHOKCUTTUPUIUH-3 -11IT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaAMHUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHUE TIOJIyYall CIOCOOOM, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM  5-(4-MeThI-6-QeHOKCHITUPUANH-3-11)-4-0kc0-4,5-murnapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
OOHOBOW KHCTOTHI (IpoMexyTouHoe coenuuenue 27, Bkimodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUSA ¢
noxydeHneM *S-atponomsomepa) u tper-oytnn ((1R,3S)-3-amuHonmknonenTHiI)kapbaMaTa Ha CTaAUU A H C
NPUMEHEHNEM YKCYCHOTO aHTHJpHIA BMECTO MpoI-2-eHouiaxyopuaa Ha craauun B. MC (MOP): macca, paccun-
tanHas st CogHosNeO4S, 542,6; m/z mo pesynbraTtam aHanmmsa: 543,2 [M+H]+. 'H aMmP (400 MI'i, CD;OD): 6
8,34 (d, J=5,5T'y, 1H), 8,08 (s, 1H), 7,49-7,37 (m, 2H), 7,29-7,21 (m, 1H), 7,21-7,12 (m, 2H), 7,03 (s, 1H), 6,15
(d, J=5, 6 I'y, 1H), 4,38-4,27 (m, 1H), 4,19-4,03 (m, 1H), 2,50-2,37 (m, 1H), 2,19 (s, 3H), 2,10-1,94 (m, 2H),
1,93 (s, 3H), 1,83-1,64 (m, 2H), 1,59-1,49 (m, 1H).

Mpumep 392. N-((1R,3R)-3-AneramunonukiaoneHtun)-5-(*S)-(4-meTnn-6-GpeHokcunIupuInH-3-1i)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaAMHUT.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TI0JIyHYall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ npumeHe-
HUEM  5-(4-MeThi-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
0OHOBOW KHCTOTHI (IpoMexyTouHoe coenuuenue 27, Bkimodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUSA ¢
nosydeHneM *S-arpomnonszomepa) u tpeT-0ytrHa ((1R, 3R)-3-amuHonmkmonenTmi)kapbamMara Ha cTaauu A U C
MIPUMEHEHUEM YKCYCHOTO aHTHAPHUIA BMECTO Mpor-2-eHowxyopuaa Ha ctaauu B. MC (MDP): macca, paccumn-
tanHas i CygHyNeO4S, 542,61; m/z mo pe3ynbTaram anammza: 543,0 [M+H]". 'H sIMP (400 MTI't;, CD;0D): 6
8,37-8,31 (m, 1H), 8,11-8,04 (m, 1H), 7,45-7,38 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,12 (m, 2H), 7,05-6,99 (m,
1H), 6,18-6,11 (m, 1H), 4,55-4,39 (m, 1H), 4,33-4,20 (m, 1H), 2,20-2,10 (m, 5H), 2,01-1,84 (m, SH), 1,70-1,58
(m, 1H), 1,53-1,41 (m, 1H).

Mpumep 393. N-((1R,2R)-2-I'mapokcunmkinonenTui)-4-okco-5-(4-penokcndpennn)-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad TiiieH-2-kapOoKcaMuI.
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B cyxoli CHUHTHIIIIITUOHHBIN (iakoH B aTMocdepe Ar, cofeprKalinii MarHUTHBIN MeIadbHUK, J00aBISLITH
(1R,2R)-TpaHc-2-amMmuHOIMKIIONIEHTaHOIa THApoxIopua (1,5 MMonb) u muuzonpormwnTwiamud (0,525 mi, 3,00
mMoutb) B THF (4 mi). B nanHBIN peakMOHHBIN pacTBOP MEJIEHHO TOOABIISIIN MPH TTOMOIIH IITpHIa 4-0Kco-5-
(4-benoxcudennn)-4,5-murunpo-3H-1-tra-3,5,8-Tpuazaanenad TuieH-2-Kkap OOHIITXIIOPUT (IpomMexxyTOoUHOE
coenuaenue 9, 10 mur, 0,1 M, 1 MMOITb) IPH KOMHATHOW TemrepaType. Peakinio KOHTPOIHPOBAIN ¢ TTIOMOIIHIO
LCMS u, xorga oHa 3aBeplIanach, peakiiio KOHIEHTPUPOBAIU JOCyXa, OCTaToK pacTBopsnu B DMF u ounmia-
JM C TIOMOIIBIO OCHOBHOW oOpaieHHo-¢pa3oBoi HPLC c monmydeHneM yka3aHHOTO B Ha3BaHUM COCAWHEHUS
(91,4 mr, Berxon 18,8%). MC (U3P): macca, paccunrannast aiust CygHppN4O4S, 486,6; m/z o pe3ynbpraTtam aHa-
mmsa: 487,1 [M+H]". 'H SIMP (500 MTI't, CD;0OD): & 8,31 (d, J=5, 6 Hz, 1H), 7,49-7,27 (m, 4H), 7,27-7,03 (m,
5H), 6,18 (d, J=5, 6 Hz, 1H), 4,18-4,06 (m, 2H), 2,25-2,07 (m, 1H), 2,07-1,93 (m, 1H), 1,93-1,72 (m, 2H), 1,72-
1,54 (m, 2H).

[Mpumep 394. N-((1R,3S)-3-AmunorukiioneHTmin)-5-(*S)-(6-(1UKIONEHTUIOKCH ) -4 -ME THIITHPH I H-3 - HJT) -
4-okco-4,5-murunapo-3H-1-tna-3,5,8-Tpuazaanenad TuiaeH-2-kapOOKCaMUI.
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YkazaHHOE B Ha3BaHUU COCIUHEHHE TIOTYYIaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOCcO0y mpumepa 166, ¢ mpumMe-
HeHueM  5-(6-(IUKIIOTIEHTUIIOKCH ) -4-MeTHIIITUPUANH-3 -1 )-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad-
THJICH-2-KapOOHOBOH KUCIOTHI (MpoMexxyTodHoe coenuHenne 25, sxmodas CIIOCOB 1 XMPAJIBHOT'O PA3-
JEJIEHUS ¢ momyuenueMm *S-atpomomsomepa) u Tper-Oytiin ((1S,3R)-3-aMuHOIMKIIONEHTIUT)KapbaMaTa Ha
cramuu A. MC (UDP): macca, paccunrannas st CpsHysNeOsS, 492,6; m/z mo pesynbratam anamuza: 493,0
[M+H]". 'H SIMP (500 MI'ti, CDCly): & 8,32 (d, J=5,5 ', 1H), 8.01 (s, 1H), 7,91 (d, J=8,3 I'ni, 1H), 6,72 (t,
J=0,8 I'u, 1H), 6.02 (d, J=5,4 I'y, 1H), 5,41 (td, J=6,0, 3,0 I'u, 1H), 4,59 (tdd, J=9,1, 6,3, 2,7 I'u, 1H), 3,73 (tt,
J=5,5, 2,5 T'u, 1H), 3,48 (d, J=6,2 ', 4H), 3,37-3,29 (m, 5H), 2,13 (s, 3H), 2,10-1,88 (m, 2H), 1,90-1,74 (m,
3H), 1,70-1,54 (m, 3H).

Mpumep  395. N-((1S,3S)-3-AneramunonukiaoneHtin)-5-(*S)-(4-meTnn-6-GpeHoKCHIMpUINH-3-11)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad trieH-2-kapOoKcaMuI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCO00M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEeM  5-(4-meTmin-6-eHokcunupuanH-3-mn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIbBHOI'O PA3JIEJIEHUS ¢
noxydeHneM *S-arpornousomepa) u Tper-0yTHia-((1S, 3S)-3-aMuHOIMKIONEHTIII)KapOamMaTa Ha cTaauu A | C
MPUMEHEHHEM YKCYCHOTO aHTHapuaa Ha ctaauu B. MC (MDP): macca, paccuntannas mist CogHysNgO4S, 542,6;
m/z 1o pe3ynbTaTam aHammsa: 543 [M+H]". 'H sIMP (400 MI'u, CD;0D): & 8,41-8,28 (m, 1H), 812-8,04 (m,
1H), 7,49-7,36 (m, 2H), 7,28-7,21 (m, 1H), 7,20-7,13 (m, 2H), 7,06-6,98 (m, 1H), 6,19-6,09 (m, 1H), 4,51-4,44
(m, 1H), 4,33-4,23 (m, 1H), 2,24-2,09 (m, 5H), 2,01-1,85 (m, 5H), 1,72-1,59 (m, 1H), 1,57-1,46 (m, 1H).

IMpumep 396. N-((1R,2S5)-2-AneTamMuIoIUKIONEHTII)-4-0Kc0-5-(4-henokcndennn)-4,5-muruapo-3H-1-
THa-3,5,8-TpruazaaneHad TuiIeH-2-KapOOKCaMUI.
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Cramus  A.  N-((1R,25)-2-AmuHonuknoneHtun)-4-okco-5-(4-penoxcudenmn)-4,5-nmuruapo-3H-1-Tua-
3,5,8-TpnazaanenadruieH-2-kapookcamua. B cyxoil CMHTHULSIIMOHHBIN (uakoH B aTMocdepe Ar, conepka-
MW MAarHUTHBIA MEIIANbHUK, N00aBisn TpeT-0yTnia ((1S,2R)-2-amunonmkinonentwn)kapbamar (3 01 wmr, 1,5
MMOJIB), auuzonpommwnTiwiaMud (0,525 mi, 3,00 mmons) u THF (4 mu1). B naHHBINA peakIIMOHHBIN PacTBOP MEJ-
JEHHO J00aBISIM NpU THepeMelnBaHuu  4-okco-5-(4-gpenokcudennn)-4,5-muruapo-3H-1-tua-3,5,8-tpuaza-
areHa THIICH-2-KapOOHUIXIopua (poMexxyTouHoe coeauHenue 9, 10 mm, 0,1 M, 1 MMomab) ipu KOMHATHOH
Temrieparype. Peakmuio koHTponupoBaiy ¢ nmomomsio LCMS 1, xorna oHa 3aBepinanach, peakiuio KOHIIEHTPH-
POBaIM TOCyXa, OCTaTOK pacTBopsuii B DMF m ounmany ¢ moMonisio ocHOBHON oOpameHHo-(hazoBoit HPLC ¢
MOJIy9eHNEM YKa3aHHOTO B Ha3BaHHMU coeauHeHus (142,3 mr, Beixon 2 9,31%).

Cramus B. N-((1R,2S)-2-AneraMuaonukioneHTin )-4-okco-5-(4-penokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-TpnazaanenadruieH-2-kapOokcaMua. YKa3zaHHOC B Ha3BaHWU COCJMHEHHE IOJYYald CIIOCOOOM, aHajo-
TMYHBIM criocoOy mpumepa 1, cragus B, ¢ npumenenmem N-((1R,2S)-2-amunonmknoneHTwi)-4-okco-5-(4-
¢denoxcupenmn)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadTrineH-2-kapobokcaMuaa, YKCyCHOTO aHTHIpUAA H
mumsonpomnTwiaMmuaa. MC (M9P): macca, paccunrannas mis CogHysNsO,S, 527,6; m/z mo pe3ynsrataM aHa-
mmza: 528,0 [M+H]". 'H SIMP (400 MTI'u, CDCLy): & 8,33 (d, J=5,5 Hz, 1H), 7,47-7,34 (m, 2H), 7,34-7,27 (m,
2H), 7,24-7,01 (m, 6H), 6,61 (d, J=5,6 Hz, 1H), 6,23-6,07 (m, 2H), 4,36-4,25 (m, 2H), 2,33-2,21 (m, 1H), 2,19-
2,06 (m, 1H), 2,03 (s, 3H), 1,94-1,71 (m, 4H).

Mpumep 397. N-((1R,2S)-2-AmunonnkioneHTHn)-5-(*S)-(6-n300yTOKCH-4-METHITHPHINH-3 -11)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-KapOOKCaMHUT.

N

VYka3aHHOE B Ha3BaHHH COEAMHEHHE IOJyYald CIIOCOOOM, aHAJIOTHYHBIM CHOCO0Y mpumMepa 166, cramus
A, ¢ mpumeHeHHeM 5-(6-M300yTOKCH-4-MeTHANMUPUANH-3-11)-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaane-
HaTHIeH-2-KapOOHOBOH KHCIIOTH (TIpoMexXyTouHoe coenuneHue 33, Bkmouass CIIOCOB 1 XHMPAJIBHOI'O
PA3AEJIEHUS ¢ nomyuennem *S-arpomomsomepa) u tpet-0yTmun ((1S,2R)-2-amuHonuKIIoneHTn)Kapdamara
(6e3 ymanmenust 3ammTHOM Trpynmbel ¢ momombio TFA/DCM). MC (MDP): macca, paccumraHHas s
CasH2sN60;S, 480,6; m/z o pesymbratam anammsa: 481,0 [M+H]". "H SIMP (500 MI'u, CDCly): & 8,27 (d, J=5,4
I'u, 1H), 8,00 (s, 1H), 6,94 (s, 1H), 6,79 (d, J=0,9 T'u, 1H), 5,99 (d, J=5,5 I', 1H), 5,30 (s, 1H), 4,20 (p, J=7,1
I'u, 1H), 4,12-4,02 (m, 2H), 3,54-3,46 (m, 3H), 2,19-2,01 (m, 5H), 1,84 (dddd, J=13,2, 8,8, 6,1, 3,0 I'u, 1H),
1,74-1,50 (m, 4H), 1,03 (dd, J=6,7, 1,7 I'i, 6H).

IIpumep 398. 4-Okco-5-(4-penokcudenmn)-N-((1R,2S)-2-nmponmmoHaMuI0IUKIONEHTHN )-4, 5 -quruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHU/I.
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VYka3zaHHOE B Ha3BaHUH COCIUHCHUE TIOTYYaH CIIOCOO0M, aHAIOTHYHEIM CIIoco0y mpumepa 1, ctamus B, ¢
npumeHerreM  N-((1R,2S)-2-amuHomMKIIONEHTI )-4-0KCO-5-(4-penokcudenmn)-4,5-qurunpo-3H-1-tna-3,5,8-
TpHuazaaneHapTHiIeH-2-kapookcamuaa (mpumep 396, MpOAYKT cTamuu A), YKCYCHOTO aHTHAPHUAA M JUH3OIMPO-
MADTAIAMAHA BMECTO Tpom-2-eHowixjopuaa W TtpudTwiamuHa. MC (MOP): macca, paccuutaHHas st

C,0H,7N50,S, 541,62; m/z o pe3ynsTatam aHanmsa: 542,0 [M+H]". 'H sIMP (400 MTI'1;, CDCl3): 6 9,48 (s, 1H),

N
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8,34 (d, J=5,5 I'u, 1H), 7,53-7,36 (m, 2H), 7,31-7,27 (m, 1H), 7,23-7,08 (m, 5H), 6,67 (d, J=5, 6 T'n, 1H), 6,14
(d, J=5,5 T'u, 1H), 5,92 (d, J=6,2 T'u, 1H), 4,41-4,10 (m, 2H), 2,36-2,20 (m, 3H), 2,19-2,05 (m, 1H), 1,91-1,68
(m, 5H), 1,19 (t, J=7,6 T'u, 3H).

IIpumep 399. 5-(*S)-(4-Metmn-6-heHoxcunmupuauH-3-mi)-4-okco-N-((1S,3S)-3-mpornrnoHaMu TOIIKI0-
neHTmn)-4,5-muruapo-3H-1-tua-3,5,8-Tpuazaanenad tuieH-2-kapOOKCaMu I,
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VYka3aHHOE B Ha3BaHHH COEJMHEHUE OTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
IIPUMEHECHUEM 5-(4-MeTHiI-6-QpeHOKCHITMPHINH-3-111)-4-0Kc0-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenad-

THJICH-2-KapOOHOBOI KHCIIOTHI (poMexyTouHoe coeanHenue 27, sxmodas CIIOCOB 1 XMPAJIBHOI'O PA3-
JAEJIEHUS ¢ monmyuenuneMm *S-atponomsomepa) u tper-Oytin ((1S,3S)-3-amuHonmMKIIONEHTIIN)Kapbamara Ha
CTaIuu A W C NPHUMEHEHHEM MPONMOHOBOIO aHTHAPHIA BMECTO IpOI-2-eHOWIXJopuaa Ha cramuun B. MC
(MQP): macca, paccunrtanHas mis CaooHogNgO4S, 556,6; m/z mo pesympratam aHammsa: 557 [M+H]". 'H aMmp
(400 MI', CD;0OD): 6 8,33 (d, J=5,5 Hz, 1H), 8,08 (s, 1H), 7,48-7,37 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,13 (m,
2H), 7,02 (s, 1H), 6,14 (d, J=5, 6 Hz, 1H), 4,53- 4,41 (m, 1H), 4,36-4,22 (m, 1H), 2,24-2,10 (m, 7H), 2,05-1,83
(m, 2H), 1,71-1,59 (m, 1H), 1,56-1,43 (m, 1H), 1,15-1,05 (m, 3H).

ITpumep 400. N-((1S,3S)-3-AneraMugoUKIOTEKCHI )-5-(*S)-(4-MeTHI-6 - €HOKCUTTHUPH T H-3 -1JT)-4-0KCO-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaAMHUI.
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MTOJIYIATH CII0OCOO0M, aHAIOTHIHBIM CITOCO0y mpumepa 1, cramus A, ¢
npuMeHeHueM  5-(4-metmi-6-eHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadu-
JieH-2-KapOOHOBOW KHCIOTHI (IpoMexyTouHoe coequnenue 27, srmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ nomyuennem *S-atporonzomepa) u tpet-0ytni ((1S, 3S)-3-amuHOnMKIIOreKCHI)KapbamMaTa BMECTO
of tper-OyTua ((18S,4S)-4-aMuHOIMKIIOTeKCHIT)KapOamaTa Ha CTaiud A ¥ ¢ IPUMEHEHHEM YKCYCHOTO aHTUApHIa
BMeECTO TIpor-2-eHomxyopuaa Ha ctaauu B. MC (M3P): macca, paccuntannas st CooH,sNgO,4S, 556,6; m/z o
pesyibTaTaM aHammsa: 557,0 [M+H]". 'H samP (400 MTI', CD;0OD): 6 8,36-8,32 (m, 1H), 8,10-8,06 (m, 1H),
7,45-7,38 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,12 (m, 2H), 7,05-6,99 (m, 1H), 6,18-6,12 (m, 1H), 4,21-4,08 (m,
2H), 2,19 (s, 3H), 1,85 (s, 3H), 1,90-1,81 (m, 2H), 1,77-1,56 (m, 6H).
Ipumep 401. N-((1R,2S)-2-AxpmiaMuIOIUAKIOTEKCHIT)-5-(2-Me THII-4-(TTUPUINH-2 -FITOKCH ) peHIIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOOKCaMHU/I.
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VYkazaHHOE B Ha3BaHWHU COCIMHEHHUE TOIYJaIH CII0COO0M, aHAJTOTHYHBIM CIIOCO0y mpuMepa 1, ctamust A ¢
npuMeHeHneM  5-(2-MeTnin-4-(mupunuH-2-uiokcn)hennn)-4-oxo-4,5-muruapo-3H-1-tua-3,5,8-tpuaszaanenad-
TUJCH-2-KapOoHOBOH KkucioThl (mpumep 220, mpoaykt craguu A) u N-((1S,2R)-2-aMHUHOTEKCHIT)aKpUTIaAMUT
(mpomexxytouHoe coenuaenne 40) (6e3 ymanenws 3ammTHON rpymnmsl ¢ nmomomnisio HCI/MeOH). MC (MDP):
Macca, paccauranHas 11 CioH,sNeO4S, 568,6; m/z mo pesyasTatam aHanmsa: 569,3 [M+H]" 'H aMmp (400
MI', CD;0D): 6 8,36-8,26 (m, 1H), 8,19-8,10 (m, 1H), 7,92-7,80 (m, 1H), 7,39-7,32 (m, 1H), 7,24-7,17 (m,
1H), 7,17-7,09 (m, 2H), 7,08-7,01 (m, 1H), 6,45-6,35 (m, 1H), 6,30-6,17 (m, 2H), 5,70-5,59 (m, 1H), 4,47-4,35
(m, 1H), 4,20-4,05 (m, 1H), 2,15 (s, 3H), 1,83-1,60 (m, 6H), 1,58-1,45 (m, 2H).
[Mpumep 402. 5-(*S)-(4-Metnn-6-penokcunupuaun-3-ui)-4-okco-N-((1S,3S)-3-npornmmoHaMu 10 IMKIIOTeK-
cun)-4,5-murunpo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOOKCaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE OTydaln CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM  5-(4-metmi-6-peHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tprnazaanenadru-
JIeH-2-KapOOHOBOW KHCIOTHI (poMexyTouHoe coequaenue 27, smoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ momyuenuem *S-atpononzomepa) u tpet-0yTui ((1S,3S)-3-aMuHOIIMKIOTeKCHIT )KapOamaTa Ha CTaIiH
A ¥ ¢ IPIMEHEHHEM YKCYCHOTO MPOIMOHOBOTO M BMECTO MPOT-2-eHomxyopuaa Ha ctaauu B. MC (UDP): mac-
ca, paccuntanHas s C30H30NgO4S, 570,7; m/z mo pesynapTaram ananmmza: 571,0 [M+H]+. 'H amP (400 MTI'm,
CD;0D): 6 8,36-8,32 (m, 1H), 8,10-8,06 (m, 1H), 7,45-7,38 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,12 (m, 2H),
7,05-6,99 (m, 1H), 6,18-6,12 (m, 1H), 4,22-4,05 (m, 2H), 2,27-2,20 (m, 2H), 2,19 (s, 3H), 1,91-1,79 (m, 2H),
1,78-1,55 (m, 6H), 1,15-1,08 (m, 3H).

IIpumep 403. N-((1R,35)-3-AneraMuIomUKIONEHTHII)-5-(*S)-(4-MeTHIT-6-() €HOKCUTTUPUMUTUH-3 -11JT)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8- Tpna3aaueHa(1)THneH-2-Kap60KcaMI/1z(.
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VYka3aHHOE B Ha3BaHUH COEJMHEHHUE MOTyJaln CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHueM  5-(4-metmi-6-peHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-rtua-3,5,8-tprnazaanenadu-
JIeH-2-KapOOHOBOW KHCIOTHI (poMexyTouHoe coequaenue 27, srmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ nomyuenunem *S-atporonzomepa) u tper-OyTria ((1S,3R)-3-amuHormkionenT)kapbamara Ha cTa-
M A ¥ ¢ MPUMEHEHNEM YKCYCHOTO aHTHAPHIA BMECTO MpOoI-2-eHoumxiopuaa Ha craauu B. MC (MDP): mac-
ca, paccuntanHas s CogHosNgO4S, 542,6; m/z no pe3ynabTataMm aHanmza: 542,9 [M+H]+. 'H NMR (400 MI'm,
JAMCO-dg u CD;0D): 6 8,26 (d, J=5,5 I'y, 1H), 8,02 (s, 1H), 7,42-7,31 (m, 2H), 7,19-7,13 (m, 1H), 7, 12-7,07
(m, 2H), 7,00 (s, 1H), 6,04 (d, J=5, 6 T'u, 1H), 4,30-4,18 (m, 1H), 4,05-3,91 (m, 1H), 2,35-2,23 (m, 1H), 2,11 (s,
3H), 1,98-1,83 (m, 2H), 1,81 (s, 3H), 1,74-1,53 (m, 2H), 1,52-1,40 (m, 1H).

IIpumep 404. N-((1R,2R)-2-AxpunamMuaonukiorekcuin)-5-(*S)-(6-n300yTria-4-Me THITTUPHIAH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad riieH-2-kapOOKCaMHUT.
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VYka3aHHOE B Ha3BaHUH COEAMHEHUE IOTyJad CIIocoO0OM, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
NpUMEHEeHneM  5-(6-u300yTmin-4-MeTHIHPUINH-3-11)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadu-
NieH-2-kapOoHOBOH KUCIOTH (mpoMmexyTounoe coequHerue 18, Bkmoyas CIIOCOB 1 XMPAJIBHOT'O PA3JIE-
JIEHUS ¢ momyuenuem *S-atpononzomepa) u N-((1R,2R)-2-aMmuHOIIMKIOTeKCHIT)aKkprIaMuIa (TIPOMEXKYTOUHOE
coenuHenue 41) 6e3 ymaneHus 3ammTHON rpymmsl ¢ momonisio HCI/MeOH. MC (M3QP): macca, paccuutanHas
s CosHyoNgO5S, 532,7; m/z no pesysbratam ananusa: 533,0 [M+H]". 'H SIMP (400 MI't, CD;0D): & 8,38 (s,
1H), 8,32-8,24 (m, 1H), 7,38 (s, 1H), 6,24-6,09 (m, 2H), 6,04-5,93 (m, 1H), 5,66-5,48 (m, 1H), 3,93-3,77 (m,
2H), 2,75-2,65 (m, 2H), 2,19 (s, 3H), 2,12-1,94 (m, 3H), 1,85-1,73 (m, 2H), 1,51-1,32 (m, 4H), 0,96 (d, J=5,9
Hz, 6H).

IMpumep 405. N-((1R,3S)-3-AmunonnkionenTin)-5-(*S)-(6-n300yToKCH-4-METHITMPHUINH- 3 -11)-4-0KCO-
4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TrineH-2-kapOoKCaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE OTydaln CIIocoO00OM, aHAJIOTHYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
NpUMeHEeHHneM 5-(6-M300yTOKCH-4-MeTHINPUINH-3-111)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadu-
NieH-2-kapOoHOBOH KUCIOTHI (IpoMexyTounoe coequHerue 33, Bkmodas CIIOCOB 1 XMPAJIBHOT'O PA3JIE-
JIEHUSA ¢ momydenueMm *S-atpomomsomepa) u Tper-Oytun ((1S,3R)-3-amubonmknonenTmn)kapobamara. MC
(MQP): Macca, paccuntanHas mis CosHsNeO5S, 480,6; m/z mo pesynsTatam aHammsa: 481,0 [M+H]". 'H aMP
(500 MI'u, CDCl;): 6 8,33 (d, J=5,5 I', 1H), 8,01 (s, 1H), 7,90 (d, J=8,4 I'y, 1H), 6,81-6,77 (m, 1H), 6,01 (d,
J=5,5T'm, 1H), 4,65-4,55 (m, 1H), 4,09 (qd, J=10,1, 6,6 T'w, 2H), 3,74 (tt, J=5,5, 2,4 ', 1H), 3,48 (s, 3H), 2,17-
1,87 (m, 8H), 1,63-1,53 (m, 2H), 1,03 (dd, J=6,7, 1,4 I'u, 6H).

IMpumep 406. N-((1R,2S)-2-AxpunaMug0IUKIOTEKCHN )-5-(2-MeTHI-4-(TTHPUAa3UH-3-MIIOKCH ) heHIIT ) -4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad riieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHUH COEAMHEHUE MOTydaln CIIocoOOM, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, craaus A, ¢
npuMeHeHneM 5-(2-meTuin-4-(mupuaaszui-3-mioken)dennn)-4-oxo-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad-
THIICH-2-KapOoHOBOH kucnoTel (mpumep 305, npoaykr cramuu A) u N-((1S, 2R)-2-amuHOTeKCcHIT)akpHIIaMuL]
(mpomesxyrounoe coenunenue 40) (6e3 ymanenust 3ammrtHON rpynnsl ¢ nomomsio HCI/MeOH). MC (U3P):
Macca, paccuutanHas it C,oH,7N50,4S, 569,6; m/z o pesymbratam anHamumza: 570,2 [M+H]". 'H aMP (400
MTI'n, CD;0D): & 8,96-8,92 (m, 1H), 8,32-8,28 (m, 1H), 7,79-7,73 (m, 1H), 7,50-7,42 (m, 2H), 7,34-7,30 (m,
1H), 7,27-7,21 (m, 1H), 6,48-6,36 (m, 1H), 6,31-6,22 (m, 1H), 6,21-6,16 (m, 1H), 5,69-5,62 (m, 1H), 4,46-4,39
(m, 1H), 4,17-4,08 (m, 1H), 2,20-2,14 (m, 3H), 1, 83-1, 48 (m, 8H).

Mpumep 407. N-((1R,3R)-3-Aneramunonukiorekcuin)-5-(*S)-(4-meTnin-6-GpeHoKCHIMpUINH-3-11)-4-
okco-4,5-muruapo-3H-1-tua-3,5, 8-rpuazaarnenadruneH-2-kapObokcaMul.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
MpUMEHEHUEM  5-(4-MeTui-6-GpeHOKCUUPUANH-3-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadtu-
NieH-2-KapOoHOBOH KUCIOTHI (mpoMexyTounoe coequHerue 27, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIE-
JIEHUS ¢ nonyuenuem *S-atpomomzomepa) u N-((1R,3S)-3-aMuHOIMKIOTeKCHIT)alleTOMH 1A 0€3 yIaleHus 3a-
mTHOH rpymsl ¢ momonisio HCI/MeOH. MC (MDP): macca, paccuntannas it CooH,sNgO4S, 556,6; m/z mo
pe3yibTaTaM aHammsa: 557,0 [M+H]". 'H samP (400 MTI'i, CD;0OD): 6 8,36-8,31 (m, 1H), 8,10-8,06 (m, 1H),
7,46-7,38 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,12 (m, 2H), 7,05-6,99 (m, 1H), 6,16-6,12 (m, 1H), 4,03-3,88 (m,
1H), 3,78-3,68 (m, 1H), 2,19 (s, 3H), 2,15-2,06 (m, 1H), 1,96-1,80 (m, 6H), 1,47-1,25 (m, 3H), 1,20-1,09 (m,
1H).

Mpumep 408. N-((1R,2S)-2-AKpriIaMHIOIUKIOTeKCHIT)-4-0KCc0-5-(4-(Tupuia3ul-3 -uiokcH ) hpernin)-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad tuineH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COCTUHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npuMeHeHneM 4-okco-5-(4-(mupunaszun-3-unokcn)hennn)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrineH-2-
KapOoOHOBOM KucIOTHI (mmpumep 387, mpoaykT ctamuu A) u N-((1S,2R)-2-amunorekcun)akpmwiaMu (TPOMEKy-
ToyHoe coeanHenue 40) (6e3 ymanenus 3amuTHOH rpynmsl ¢ nomomsio HCI/MeOH). MC (M3P): macca, pac-
cuntanHas st CyHpsN,04S, 555,6; m/z mo pesympraTtam anHammsa: 556,1 [M+H]". 'H sIMP (400 MT,
CD;0D): 6 8,99-8,94 (m, 1H), 8,35-8,29 (m, 1H), 7,82-7,74 (m, 1H), 7,55-7,49 (m, 3H), 7,46-7,42 (m, 2H),
6,47-6,37 (m, 1H), 6,33-6,23 (m, 2H), 5,70-5,62 (m, 1H), 4,45-4,39 (m, 1H), 4,20-4,10 (m, 1H), 1,85-1,74 (m,

- 191 -



035168

4H), 1,69-1,48 (m, 4H).
pumep 409. 5-(*S)-(2-Metnn-6-penoxkcunupunus-3-mi)-4-okco-N-((1S,3S)-3-npornmonamMu 101MKIO-
neHTmn)-4,5-muruapo-3H-1-trna-3,5,8- TpﬂasaaueHaq)TI/meHQ—Kap60KcaMI/1;1.
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ﬁM@ A

YkazaHHOE B Ha3BaHUH COEIMHECHHE MOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(2-MeThI-6-PpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
OOHOBOW KHCIIOTHI (MMpOMEXyTOUHOe coenuHerue 29) u tper-OyTu ((1S,3S)-3-aMuHONMKIIONEHTIIT)KapbaMara
U IUA3OIPONIWIITIIIAMHH Ha CTaAiud A W C TPUMEHEHHEM MPONHOHOBOTO AaHTHIPHIA BMECTO MPOI-2-
enomwnxyopuna Ha ctaauu B. MC (U3OP): macca, paccantanHas mist CyoHpgNgO4S, 556,6; m/z mo pesynbratam
anammsa: 557,0 [M+H]". 'H SIMP (500 MI'n, CDCly): § 12,31 (d, J=5,5 T'u, 1H), 11,74 (d, J=8,6 I'u, 1H), 11,49-
11,32 (m, 2H), 11,29-11,09 (m, 3H), 10,86 (d, J=8,6 I'u, 1H), 10,10 (d, J=5,5 I'n, 1H), 8,54-8,34 (m, 1H), 8,34-
8,18 (m, 1H), 6,20 (s, 3H), 6,20-6,08 (m, 4H), 5,94-5,80 (m, 2H), 5,73-5,41 (m, 2H), 5,08 (t, J=7,6 ', 3H).

Mpumep 410.  N-((1S,3S)-3-AneramunonukiaoneHtn)-5-(*S)-(2-meTnn-6-GpeHokcnIMpuInH-3-1i1)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamMu.
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VYkazaHHOe B Ha3BaHWM COEAWHEHHE MOJYJal Il CIIOCOOOM, aHAJNOTMYHBIM s mpumepa 1, cragmsa B, c
MIPUMECHEHUEM N-((18,3S)-3-amuHOTIUKIONIEHTHN)-5-(*S)-(2-MeTHII-6-h eHOKCUTTPUTUH-3 - 1T )-4-0KC0-4,5-
murunapo-3H-1-tna-3,5,8-Tpruazaanenad triaeH-2-kapookcamuaa (mpumep 415) U yKCyCHOTO aHTHAPHUIA BMECTO
npon-2-eHomn xjopuma. MC (MOP): macca, paccuntannas st CogHosNgO4S, 542,6; m/z o pesynbraTtam aHa-
mmza: 543,1 [M+H]". '"H SIMP (400 MTI'u, CD;0D): & 8,35 (d, J=5,6 Hz, 1H), 7,78 (d, J=8,5 Hz, 1H), 7,52-7,38
(m, 2H), 7,31-7,15 (m, 3H), 6,90 (d, J=8,5 Hz, 1H), 6,20-6,08 (m, 1H), 4,58-4,39 (m, 1H), 4,35-4,11 (m, 2H),
2,38-1,43 (m, 12H).

Mpumep 411. N-((1S,3R)-3-Axpunamuaonukiorekcuin)-5-(*S)-(2-metnn-6-penokcunupuana-3-mni)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-TpuazaaneHad TrineH-2-kapOOKCaMI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOJTy4aId CIIOCOO0M, aHAIOTHYHBIM crioco0y npumepa 1, ctagus B, ¢
IPUMEHEHHUEM N-((1S,3R)-3-amunonukiorekcui)-5-(*S)-(2-metmin-6-peHokcunupuani-3-mn)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenadrunen-2-kapookcamuna (nmpumep 414), akpriioBoro aHruapuaa U JIHd-
30MPONMMIATHIIAMUHA BMECTO TPOTN-2-eHomnxiopuaa u tpumetmiamuaa. MC (MDP): macca, paccuuTanHas ajis
C30H2sN604S, 568,7; m/z o pesymbratam anammsa: 569,0 [M+H]". '"H SIMP (500 MI'u, CD;OD): & 8,36 (d,
J=5,6 I'u, 1H), 7,78 (d, J=8,6 I'y, 1H), 7,53-7,37 (m, 2H), 7,35-7,14 (m, 3H), 6,91 (d, J=8,6 I'n, 1H), 6,32-6,08
(m, 3H), 5,64 (dd, J=7,2, 4,8 I', 1H), 4,09-3,81 (m, 2H), 2,25 (s, 3H), 2,22-2,14 (m, 1H), 2,00-1,88 (m, 3H),
1,54-1,14 (m, 4H).

IIpumep 412. 5-(*S)-(2-Metun-6-penoxcunmupuaua-3-mi)-4-okco-N-((1S,3R)-3-nponmmoHaMu 10 ITUKIOTeK-
cun)-4,5-nmurunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kapOoKcaMuI.

@VQJL Ty
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOJyYaId CIIOCOO0M, aHAIOTUYHBIM crioco0y npumepa 1, ctagus B, ¢
npumenerneM  N-((1S,3R)-3-amunonuknorexcui)-5-(*S)-(2-metun-6-¢penokcunupuani-3-mn)-4-oxco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapookcamuna (npumep 414), mponroHOBOTO aHTUAPHUIA W JTHH-
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30MPONUIATUIAMUHA BMECTO Ipon-2-eHownxiopuaa u tpudtwiamuHa. MC (UOP): macca, paccuntanHas s
C30H30N604S, 570,7; m/z o pesynsratam aanmsa: 571,0 [M+H]". "H SIMP (500 MI'u, CD;OD): 5 8,36 (d,
J=5,5 Ty, 1H), 7,78 (d, J=8,6 I'u, 1H), 7,55-7,37 (m, 2H), 7,32-7,12 (m, 3H), 6,91 (d, J=8,6 I'y, 1H), 6,15 (d,
J=5,5 ', 1H), 4,03-3,67 (m, 2H), 2,25 (s, 3H), 2,23-2,09 (m, 3H), 1,97-1,82 (m, 3H), 1,53-1,41 (m, 1H), 1,39-
1,27 (m, 2H), 1,23-1,14 (m, 1H), 1,12 (t, J=7,6 I'm, 3H).

IIpumep 413. N-((1R,3R)-3-Aneramugonukiorekcun)-5-(*S)-(2-meTui-6-heHOKCUMTUPUIUH-3 -1T)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaMHU/I.
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VYkazaHHOEe B Ha3BaHUH COCIUHEHHE TIOTYJaJIl CIIOCOO0M, aHAIOTHYHBIM cItoco0y nmpumepa 1, ctamus B, ¢
npumenenreM  N-((1S,3R)-3-amuHonmkIOTeKCHIN)-5-(*S)-(2-MEeTHIT-6-( €HOKCUTTUPUTUH-3 -11T)-4-0KCO0-4, 5- 1 -
runpo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapobokcamuaa (npumep 414), yKCYCHOTO aHTHAPUAA U JUH30-
MPONMMIATAIIAMIHA BMECTO Tpor-2-eHowrxyiopuaa u Tpmtwiamuaa. MC (MDP): macca, paccuuranHas s
CaoHasN6O4S, 556,6; m/z o pesymbratam anammsa: 557,0 [M+H]". '"H SIMP (500 MI'u, CD;OD): & 8,35 (d,
J=5,6 I'n, 1H), 7,77 (d, J=8,6 I', 1H), 7,53-7,34 (m, 2H), 7,32-7,13 (m, 3H), 7,00-6,76 (m, 1H), 6,14 (d, J=5,5
I'm, 1H), 4,08-3,92 (m, 1H), 3,84-3,69 (m, 1H), 2,25 (s, 3H), 2,15 (d, J=12,1 T'n, 1H), 2,00-1,79 (m, 5H), 1,54-
1,41 (m, 1H), 1,40-1,27 (m, 3H), 1,23-1,11 (m, 1H).

[Mpumep 414. N-((1R,3R)-3-AmuHornmknorekcmin)-5-(*S)-(2-MeTHiI1-6 - e HOKCHITUPHUTUH- 3 -1 )-4-0KCc0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
MpUMEHEHHEM  5-(2-MeTun-6-GpeHOKCUMUpUANH-3-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadtu-
NieH-2-kapOoHOBOH KUCIOTHI (mpoMexyTounoe coequHerue 29, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIE-
JIEHUSA ¢ monydenmem *S-atpomom3omepa) u Tper-Oytun N-((1R,3S)-3-amuHOIMKIIOTEKCHIT)KapbaMaTa U ¢
ucnoib3oBanueM nuusonponmwnTuiamuaa. MC (MOP): macca, paccuntannast s Cy7H,6N6O3S, 514,6; m/z mo
pesymbTatam aHanmsa: 515,1 [M+H]'. 'H sMP (500 MTI', CD;0D): 6 8,57 (d, J=6,2 Hz, 1H), 7,88 (d, J=8,6 Hz,
1H), 7,55-7,38 (m, 2H), 7,34-7,20 (m, 3H), 6,97 (d, J=8,4 Hz, 1H), 6,59-6,45 (m, 1H), 4,13-3,49 (m, 1H), 3,28-
3,16 (m, 1H), 2,41-2,27 (m, 4H), 2,16-1,93 (m, 3H), 1,64-1,13 (m, 4H).

IMpumep 415. N-((18S,3S)-3-AmunonukioneHTmn)-5-(*S)-(2-MeTHI-6 - eHOKCUITUPHUTUH- 3 -1 ) -4-0KCc0-4,5-
quruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kapOOKCaMUI.
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MTOJIYIATH CII0OCOO0M, aHAIOTHIHBIM CITOCO0y mpumepa 1, cramus A, ¢
npuMeHeHueM  5-(2-metmi-6-peHokcunupuani-3-mn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadu-
JieH-2-KapOOHOBOW KHCIOTHI (IpoMexyTouHoe coequaenue 29, rmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS c¢ mnomyueHuem *S-arponomsomepa) W ¢ npuMmeHeHueMtpeT-Oytuia ((1S,3S)-3-amuHOIMKIONCH-
tin)kapbamara. MC (MDP): macca, paccuntannas aiust CoH,4NgO;3S, 500,6; m/z o pesyibratam anammsza: 501,0
[M+H]". "H SIMP (600 MI', CDCl3): & 8,37 (d, J=5,5 ', 1H), 7,58-7,33 (m, 3H), 7,26-7,17 (m, 3H), 6,81 (d,
J=8,5 I'u, 1H), 6,02 (d, J=5,4 I', 1H), 5,53 (d, J=7,2 T'n, 1H), 4,65-4,50 (m, 1H), 3,62-3,52 (m, 1H), 2,40-2,30
(m, 1H), 2,28 (s, 3H), 2,14-2,05 (m, 1H), 1,88-1,83 (m, 2H), 1,59-1,47 (m, 1H), 1,47-1,36 (m, 1H).
pumep 416. 5-(*S)-(4-Metnn-6-penokcunupuaus-3-uin)-4-okco-N-((1S,3R)-3-npornmonamMuionukIIo-
rexcun)-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMuI.
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VYkazaHHOEe B Ha3BaHUH COEIMHEHHE MOTyYalli CIIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(4-MeThI-6-PeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
0OHOBOW KHCTOTHI (IpoMexyTouHoe coenuuenue 27, Bkimodas CITOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
nomydeHueM *S-arporomsomepa) u N-((1R,3S)-3-ammHONMKIOTEKCHN)TponiioHaMuAa Ha craamun A. MC
(U3C): macca, paccuntannas it Cy;H;3NgO,4S, 570,7; m/z o pesynpraram ananmsa: 571,0 [M+H]". 'H IMP
(400 MI', CD;0OD): & 8,35-8,30 (m, 1H), 8,10-8,07 (m, 1H), 7,45-7,38 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,12
(m, 2H), 7,05-6,99 (m, 1H), 6,15-6,11 (m, 1H), 4,01-3,87 (m, 1H), 3,79-3,66 (m, 1H), 2,19 (s, 3H), 2,18-2,08
(m, 3H), 1,94-1,80 (m, 3H), 1,51-1,38 (m, 1H), 1,37-1,26 (m, 2H), 1,21-1,12 (m, 1H), 1,11-1,06 (m, 3H).

[Mpumep 417. (S)-5-(2-Metun-4-penoxcudennn)-2-(3-(METHIAMHUHO ) TUPPOSUIUH- | -kapOoornT)-3H-1-THAa-
3,5,8-tpuazaanenadruines-4(SH)-on.
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Cramus A. (R)-2-(3-ruapokcunupponuaus- 1 -kapoonmn)-5-(2-metun-4-henokcudennn)-3H-1-tna-3,5,8-
TpuazaaneHapTieH-4(SH)-oH. Yka3zaHHOe B Ha3BaHUHU COCTUHEHHE MOTYJaId CITIOCOOOM, aHATIOTHYHBIM CITIOCO-
Oy mpumepa 1, cragus A, ¢ npuMeHeHueM 5-(2-metmi-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpuraszaaneHadTHICH-2-KapOOHOBOH KHCIOTHI (IpoMexyTouHoe coenuHenue 1) n (3R)-mupponunun-3-ona 6e3
ylaJIeHHs1 3aUTHOHN rpymsl ¢ nomombsio HCl/MeOH.

Cramus  B. (R)-1-(5-(2-Merun-4-penokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaanenad-
THJICH-2-KapOOHWIT) TUPPOIUINH-3-1I-4-MeTHII0eH30IcyIb(oHaT. B KpyrionoHHylo Kkoily MOCieIoBaTeNbHO
no6asmsmn  (R)-2-(3-ruapoxcunuppoiauus- 1-xkapoonmn)-5-(2-metuin-4-penoxcupennn)-3H-1-tua-3,5,8-tpu-
azaanenadtuinen-4(SH)-on (152 mr, 0,312 MMoib), muuzonponmmdTmiaMut (80 mr, 0,62 Mmons), DCM (10 mur)
1 4-metunoensoncynshormxiopus (77 mr, 0,41 MMOB) B TIEpeMENTMBAINA ¢ OOPATHBIM XOJIOIUIHLHIUKOM B Te-
genue 3 4. CMech KOHIEHTPUPOBAIM TOCyXa M MPUMEHSUTH Ha ClIeAyrolel ctaaun 6e3 ounctku (203 mr).

Cramus C. (S)-5-(2-Metmin-4-henoxkcudennn)-2-(3-(MeTHIaMHUHO ) TUPPOTHINH- | -kapOoonwm)-3H-1-tna-
3,5,8-tpuazaanenadtunen-4(5H)-on. PactBop (R)-1-(5-(2-meTtun-4-henokcudenmn)-4-oxco-4,5-quruapo-3H-1-
THa-3,5,8-TpuazaaneHad THICH-2-Kap OOHII ) TUPPOTUINH-3 -ni-4-MeTrnoeH3oncyabhonara (203 wmr, 0,317
MMOJIb) ¥ METWJIaMUHA (5 MIT) T0OABIISIIIM B TEPMETUIHO 3aKphIBAEMYIO IPOOHPKY U nepeMenuBaiu npu 80°C B
Teuerne 15 4. CMech KOHIEHTPHUPOBAIH A0CYXa W OYMINAIN C HOMOIIBIO KOJOHOYHOH (ienr-xpomarorpaduy,
3ateM ¢ nomouipio npenaparuBHoii TLC ¢ moiydeHHeM yKa3aHHOTO B HA3BAaHWM COCIUHEHHS B BHIE CBETIIO-
JkKenToro TBepaoro Bemectsa (10 mr, Berxon 6,3%). MC (U3DP): macca, paccunrannas mist C,7H,5N50;S, 499,6;
m/z 1o pe3ynbTaTtaM aHammsa: 500,4 [M+H]". 'H AMP (400 MI', CD;OD): 6 8,35-8,31 (m, 1H), 7,43-7,36 (m,
2H), 7,32-7,25 (m, 1H), 7,20-7,13 (m, 1H), 7,13-7,03 (m, 3H), 7,02-6,95 (m, 1H), 6,09-6,05 (m, 1H), 4,10-3,87
(m, 3H), 3,84-3,76 (m, 1H), 2,87-2,82 (m, 1H), 2,73 (s, 3H), 2,52-2,40 (m, 1H), 2,10 (s, 3H), 2,08-1,91 (m, 1H).

Mpumep 418. (S)-N-(1-(5-(2-Metun-4-dpenokcudennn)-4-okco-4,5-nuruapo-3H-1-rua-3,5,8-rprazaare-
Ha(THIICH-2-Kap OOHUI ) ITUP PO INH-3 -HJT ) IPOTTHOHAMHI.
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PactBop (S)-2-(3-amuHONIHppOTUANH- | -KapOoHMN )-5-(2-MeTHI-4-heHokcudenwmn)-3H-1-tua-3,5,8-tpuasza-
aneHadrwren-4(5R)-ona (mpumep 420, 150 mr, 0,31 MMoIB), TPONHOHOBBIN KHCIOTHL (46 Mr, 0,62 MMOIb),
HATU (153 wr, 0,402 mmonb) u auusonpornwnTwiamuaa (60 mr, 0,4 6 mmons) B DMF (5 M) nepemernBanu
npu K. T. B Tedenue 2 4. Cmech ounmanu ¢ nomoipio HPLC ¢ monydyeHneM ykazaHHOrO B Ha3BaHUU COEAMHE-
HUS B BHJIC CBETJIO-XKEITOTO TBepAoro Bemecta (75 mr, Beixon 44%). MC (UDP): macca, paccuntanHas aiis
CaoH,7;N50,S, 541,6; m/z o pesymbTaTaM aHammsa: 542,6 [M+H]". 'H samPp (400 MTI'u, CD;0OD): & 8,32-8,27
(m, 1H), 7,42-7,35 (m, 3H), 7,19-7,12 (m, 1H), 7,10-7,01 (m, 3H), 6,99-6,93 (m, 1H), 6,06-6,01 (m, 1H), 4,49-
4,37 (m, 1H), 4,00-3,53 (m, 4H), 2,28-2,15 (m, 3H), 2,13-2,09 (m, 3H), 2,06-1,94 (m, 1H), 1,11 (t, J=7,6 Hz,
3H).
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Mpumep 419. (S)-N-(1-(5-(2-Metun-4-dpenokcudennn)-4-oxco-4,5-nuruapo-3H-1-rua-3,5,8-rprazaare-
HadTHIIeH-2-KapOOHWIT) TUPPOIUIHH-3 -l )alle TAMUI.
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VYka3aHHOE B Ha3BaHWU COCIMHCHHE ITOJYYaaH CIIOCOOOM, aHAJIOTHYHBIM IpUMEpY 1, ¢ IPUMEHEHHEM 5-
(2-metun-4-penoxcudpennin)-4-oxco-4,5-qurunpo-3H-1-tna-3,5,8-tpuazaanenaduineH-2-kapOOHOBOH KHCIOTHI
(mpomesxytouHoe coeaunenue 1) u Tper-0ytmin N-[(3S)-nmupponauaun-3-mi|kapbamara Ha CTaauu A M YKCYCHO-
ro XJIOpHIa BMECTO Mpor-2-eHownxyopuaa Ha craguu B. MC (UQP): macca, paccunrannas s CogH,sNsO,4S,
527,6; m/z o pe3ynbTaTaM aHamm3a: 528,1 [M+H]". 'H amP (400 MI'u, CD;0D): 6 8,34-8,30 (m, 1H), 7,42-
7,32 (m, 3H), 7,19-7,12 (m, 1H), 7,11-7,02 (m, 3H), 6,99-6,94 (m, 1H), 6,08-6,04 (m, 1H), 4,47-4,39 (m, 1H),
4,07-3,73 (m, 3H), 3,69-3,54 (m, 1H), 2,30-2,19 (m, 1H), 2,15-2,08 (m, 3H), 2,06-1,98 (m, 1H), 1,95 (s, 3H).
IMpumep 420. (S)-2-(3-amuHOTIUPpONUIUH- 1 -KapOOHMT)-5-(2-MeTrn-4-henokcudennn)-3H-1-tna-3,5,8-

TpuazaaneHadTmieH-4(5R)-oH.
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VYka3zaHHOE B Ha3BaHHU COCTUHCHUE MOTyYalld CIOCOOOM, aHAIOTUYHEIM TpuMepy 1, ctamus A, ¢ mpuMe-
HeHueM  5-(2-metnin-4-peHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOooHo-
BOH KHCIOTBHI (ITPOMEXYTOUHOEe coeauHenwe 1) m TpeT-Oytun N-[(3S)-muppommann-3-un]kapbamarta. MC
(U3P): macca, paccunrannas s CosH,3NsO4S, 485, 6; m/z o pe3ynbTatam aHanmza: 486,0 [M+H]+. 'H aMmP
(400 MI'u, CD;0OD): 6 8,34-8,28 (m, 1H), 7,44-7,32 (m, 3H), 7,20-7,13 (m, 1H), 7,12-7,02 (m, 3H), 7,01-6,94
(m, 1H), 6,09-6,03 (m, 1H), 3,98-3,63 (m, 4H), 3,59-3,44 (m, 1H), 2,30-2,17 (m, 1H), 2,12 (s, 3H), 1,98-1,84
(m, 1H).

IMpumep 421. (S)-2-(3-(IlumeTmmaMuHO )TUPPOIUINH- | -KapOOoHMN )-5-(2-MeTnI-4-PpeHokcudenwn)-3H-1-
tHa-3,5,8-TprazaanenadrmieH-4(5R)-oH.
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VYkazaHHOEe B Ha3BaHUH COCTMHEHUE TOIyJaIn ClIocoO0M, aHAIOTHYHBIM crioco0y mpumMepa 1, cragus A, ¢
npuMeHeHueM 5-(2-metmi-4-dpenokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
00HOBOIT KUCIOTHI (mIpoMexyTouHoe coenuHenue 1) u (3S)-N,N-mumeTunnupponuanH-3-aMuHa, 0e3 cTajauu
ynajeHus 3amuTHON rpynmbl ¢ nomomsio HCI/MeOH. MC (U3P): macca, paccuntanHas s CogH,7NsO;S,
513,6; m/z o pe3ynpTaTam anammsa: 514,1 [M+H]+. 1H AMP (400 MI'u, CD;0OD): 8 8,36-8,32 (m, 1H), 8,31 (s,
1H), 7,43-7,36 (m, 2H), 7,34-7,29 (m, 1H), 7,19-7,13 (m, 1H), 7,11-7,03 (m, 3H), 7,00-6,96 (m, 1H), 6,10-6,06
(m, 1H), 4,12-3,98 (m, 2H), 3,82-3,67 (m, 1H), 3,66-3,57 (m, 1H), 2,56 (s, 6H), 2,42-2,33 (m, 1H), 2,12 (s, 3H),
2,08-1,99 (m, 1H).

IMpumep 422. N-((1R,3R)-3-AneraMunomuKkiIoneHTHI)-5-(*S)-(4-MeTHII-6 - eHOKCUTTUPUMUTUH-3 -11IT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad TriieH-2-kapOOKCaAMHUI.
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VYka3aHHOE B Ha3BaHUH COCAMHECHHUE TIOJIyJall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUEM  5-(4-MeThI-6-QpeHOKCHITUPUANH-3-11)-4-0kc0-4,5-murnapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUS ¢
noxydyenneM *S-arporonzomepa) u tpet-Oytmit ((1R, 3R)-3-amuHOImMKIIOrekcnin)kap6amMara Ha CTaauud A | ¢
NPUMEHEHHNEM YKCYCHOTO aHTHJpHIA BMECTO MpoI-2-eHowixyopuaa Ha craauun B. MC (MOP): macca, paccun-
tarHas 1 CaooHosNgO,4S, 556 6; m/z mo pesyasTataM aHammsa: 557,1 [M+H]". 'H IMP (400 MTI', CD;0D): &
8,36-8,31 (m, 1H), 8,11-8,06 (m, 1H), 7,48-7,39 (m, 2H), 7,27-7,20 (m, 1H), 7,19-7,14 (m, 2H), 7,06-7,00 (m,
1H), 6,17-6,10 (m, 1H), 4,19-4,04 (m, 2H), 2,20 (s, 3H), 1,97 (s, 3H), 1,88-1,58 (m, 8H).
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Mpumep 423. 5-(*S)-(2-Metnn-6-¢peHokcumupuanH-3-mi)-4-okco-N-((1R,3R)-3-mponronaMu01IuKII0-
rexcun)-4,5-nmuruapo-3H-1-tua-3,5,8-tprazaanenadruneH-2-kapOokcamu.
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VYka3zaHHOE B HA3BaHUH COCIUHCHHE MOTYYalld CIIOCOOOM, aHAJIOTHYHBIM cOoco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(4-meTmn-6-eHokcunupuanH-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruen-2-kap-
OOHOBOW KHCIOTHI (TIpoMexyTouHoe coenuuenue 27, Bkimodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUSA ¢
nosrydeHrneM *S-arpomonzomepa) u Tpet-0yTria ((1R,3R)-3-amuHonmKIOreKcmin)kapbamaTa Ha CTaquu A U MPo-
MMHOHOBOTO AHTHIPHIa BMECTO Mporl-2-eHomxyopuaa Ha craauun B. MC (MDP): macca, paccuuTanHas s
C30H30N40,S, 570,7; m/z o pesynbratam aHammsa: 571,1 [M+H]". 'H sIMP (400 MTI', CD;0D): ¢ 8,42-8,32
(m, 1H), 8,15-8,06 (m, 1H), 7,50-7,37 (m, 2H), 7,29-7,10 (m, 3H), 7,07-7,00 (m, 1H), 6,24-6,15 (m, 1H), 4,21-
4,06 (m, 2H), 2,17-2,06 (m, 5H), 1,86-1,57 (m, 8H), 1,19-1,05 (m, 3H).

Ipumep 424. N-((1R,2S)-2-AxpunamMuaonukiIoneHTn)-5-(*S)-(2-meTmn-4-(mupuaazua-3-uiaoxcu)de-
HU)-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuiieH-2-kapOOKCaMHUI.
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XwupansHas ounctka SFC (renoasmxknast ¢aza: CHIRALCEL AS-H, 5 mxwm, 250x20 MM, moaBrxHast (a3a:
60% CO,, 40% MeOH) N-((1R,2S)-2-akpunaMiI0IAKIONEHTHN )-5-(2-MeTHiI-4-(TTMpUIa3uH-3 -HI0KCH ) e HIT ) -
4-okco-4,5-murunapo-3H-1-tna-3,5,8-TpuazaanenadtuiaeH-2-kapookcamuaa (mpumep 305) obecrneunBana moiy-
YeHHe yka3zaHHoro B HazBanmu coeamHenns. MC (MDP): macca, paccuurannas 1t C,sHpsN,O,S, 555,6; m/z o
pe3ymbTatam aHanmsa: 556,2 [M+H]'. 'H SIMP (500 MTI', CDCLy): & 9,06-8,92 (m, 1H), 8,36 (d, J=5,5 T';, 1H),
7,66-7,48 (m, 1H), 7,31-7,27 (m, 3H), 7,26-7,21 (m, 1H), 6,77-6,60 (m, 1H), 6,48-6,26 (m, 2H), 6,26-5,94 (m,
2H), 5,87-5,57 (m, 1H), 4,48-4,26 (m, 2H), 2,35-2,22 (m, 1H), 2,19 (s, 4H), 1,96-1,81 (m, 1H), 1,79-1,73 (m,
3H).
Ipumep 425. N-((1R,2S)-2-AkpHIaMUAOIMKIONCHTH)-5-(2-MeTHI-4-(TTUPUAa3HH-3 -UITOKCH ) (heHIIT)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKkcamMu.

N S @]

XwupaneHas ounctka SFC (renoasmxknast ¢aza: CHIRALCEL AS-H, 5 mxwm, 250x20 MM, moaBmxHast (a3za:
60% CO,, 40% MeOH) N-((1R,2S)-2-akprnaMuI0IAKIONEHTHN )-5-(2-MeTHiI-4-(TTMpuIa3uH-3 -HI0KCH ) e HIT ) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadtuieH-2-kapookcamuaa (mpumep 305) obecrneunBana moiy-
YeHHe yka3zaHHoro B HazBanuu coeamHenns. MC (MDP): macca, paccunrannas 1 C,gsHpsN,O,S, 555,6; m/z o
pesysbTatam anammsa: 556,2 [M+H]". "H SIMP (500 MI'n, CDCls): 8 9,50 (s, 1H), 9,00 (dd, J=4,5, 1,4 Hz, 1H),
8,45-8,27 (m, 1H), 7,66-7,44 (m, 1H), 7,31-7,27 (m, 3H), 7,26-7,22 (m, 1H), 6,80-6,63 (m, 1H), 6,50-6,33 (m,
1H), 6,33-5,95 (m, 3H), 5,84-5,56 (m, 1H), 4,50-4,19 (m, 2H), 2,35-2,22 (m, 1H), 2,18 (s, 3H), 2,04-1,83 (m,
1H), 1,78-1, 68 (m, 4H).

[Mpumep 426. N-((1R,2S)-2-AxpriiaMHIOIMKIONCHTII )-5-(*S)-(6-N301IpOIOKCH-4-METHIITH PUANH-3-1IT)-
4-oxco-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaanenad TrieH-2-kapOOKCaMUI.
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VYkazaHHOEe B Ha3BaHWH COCIMHEHHE MOTyYalld ClIocoO0M, aHAIOTHYIHEIM npuMepy 1, cragus B, ¢ mpume-
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HeHueM akpuitoBoro anruapuaa u N-((1R,2S)-2-amuronunknonenTnn)-5(*S)-(6-u3onpomnokcu-4-MeTHIIEpUINH-
3-mn)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpnazaanenadtunen-2-kapookcamuna (npumep 428). MC (MOP):
Macca, paccuuranHas 11 CpsHogNeO4S, 520,6; m/z mo pesyasTatam aHanmsa: 521,2 [M+H]™ 'H aMmp (500
MTI'n, CDCly): 6 8,34 (d, J=5,5 T'u, 1H), 8,01 (s, 1H), 6,79 (d, J=6,2 I'y, 1H), 6,72 (s, 1H), 6,64 (d, J=6,5 I'L,
1H), 6,38-6,31 (m, 1H), 6,15 (dd, J=16,9, 10,2 I', 1H), 6,04 (d, J=5,4 I', 1H), 5,66 (d, J=10,4 T'u, 1H), 5,32
(hept, J=6,1 'y, 1H), 4,36 (tt, J=13,3, 6,5 'y, 2H), 2,30-2,06 (m, 6H), 1,87 (qd, J=8.4, 7.8, 4,1 I'y, 1H), 1,73 (dtd,
J=19,7,10,4,9,1,4,8 I'y, 3H), 1,37 (dd, J=13,1, 6,1 'y, 6H).

IIpumep 427. N-((1R,3S)-3-AxprnaMugouKIoneHTrN )-5-(*S)-(6-n30mponokcu-4-MeTHIITAPUIAH-3 -HIT)-
4-okco-4,5-murunpo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KapOOKCaMUI.
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VYka3aHHOE B Ha3BaHWU COEAMHEHHUE TOJTydalll ciocoOOM, aHAJIOTHYHBIM IpuMepy 1, cranus B, ¢ mpume-
HeHueM akpusioBoro anruapuaa u N-((1R,3S)-3-amuHomuknonenTi)-5(*S)-(6-n30mponokcu-4-MeTHITIEPUINH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaanenad tuinen-2-kapookcamuna (npumep 429). MC (MDP):
Macca, paccuuranHas 111 CpsHogNeO,4S, 520,6; m/z mo pesyasTatam aHanmmsa: 521,2 [M+H]™ 'H aMmpP (400
MTI', CDCl;): & 8,32 (d, J=5, 6 I', 1H), 8,03 (s, 1H), 7,70 (d, J=7,3 T'n, 1H), 7,24 (s, 1H), 6,72 (s, 1H), 6,37 (d,
J=16,9 I'u, 1H), 6,12 (dd, J=17,0, 10,2 I'n, 1H), 6,03 (d, J=5,5 I'y, 1H), 5,64 (d, J=10,4 I'n, 1H), 5,31 (d, J=4,6
I'u, 2H), 4,39 (p, J=5.4, 4,8 I'y, 1H), 4,14 (dq, J=14.,4, 6,9 ', 2H), 2,45 (dt, J=14.,4, 8,8 I';, 1H), 2,13 (s, 3H),
2,07-1,79 (m, 6H), 1,40-1,32 (m, 4H).
Mpumep 428.  N-((1R,2S)-2-AmuHonmknoneHTn)-5-(*S)-(6-n3omnponokcu-4-MeTHIMHPHINH-3-11)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOokcamMu.
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VYka3aHHOE B Ha3BaHUH COCAWHEHUE MOJYYaIl CIIOCOO0M, aHAJOTHYHBIM criocoly mpumepa 166, ¢ mpumMe-
HEeHUEM  5-(6-H30TPOIIOKCH-4-METHIITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpuazaaneHadp THireH-
2-kapOoHOBO# KUCIOTH (TIpomexxyTounoe coeauaenne 30, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIE-
HWA ¢ monyduennem *S-atpononzomepa) u Tper-0yTui ((1S,2R)-2-aMUHOIIUKITOTIEHTH )KapOaMaTa Ha cTaaul A
Y ¢ yIaJleHueM 3aiuTHOH rpymisl ¢ momomsio TFA/DCM Ha craguu B. MC (MDP): Macca, paccuuTanHas s
Ca3Ha6N6O5S, 466,6; m/z mo pesynbratam amamusa: 467,2 [M+H]". 'H SIMP (400 MI'u, CDCLy): & 7,93 (d,
J=16,3 I'u, 3H), 6, 65 (s, 1H), 5,84 (d, J=5,5 Ty, 1H), 5,19-4,95 (m, 1H), 4,78-4,45 (m, 1H), 3,70 (q, J=6,7, 6,2
I'm, 1H), 2,25 (d, J=28,5 I'n, 4H), 2,16-1,97 (m, 1H), 1,96-1,70 (m, 3H), 1,53 (d, J=9,2 I'n, 1H), 1,31 (d, J=6,1
I'y, 3H), 1,27 (dd, J=27.9, 6,1 I'y, 6H).

Mpumep 429. N-((1R,3S)-3-AmuHonmknoneHTn)-5-(*S)-(6-n3omnponokcu-4-MeTHIMHPHINH-3-11)-4 -
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamMu.
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YkazaHHOe B Ha3BaHUU COCIUHEHHE TIOTYJaIH CIIOCOOOM, aHAJIOTHYHBIM CIIOCcO0y mpumepa 166, ¢ mpume-
HEeHUEM 5-(6-u30mponokcH-4-MeTHIHPUANH-3-y 1 )-4-0kc0-4,5-auruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-
2-kapOoHOBO# KUCIOTH (TpomexxyTounoe coeauaenne 30, Bkmodas CIIOCOB 1 XUPAJIBHOT'O PA3JIEJIE-
HUA ¢ nomyuennem *S-arpononsomepa) u tper-0ytii ((1S,3R)-3-aMuHOIMKIONEHTHIT)KapOamara Ha cTaiul A
U C yAaJeHHeM 3alnTHOH rpynmsl ¢ nomoiusio TFA/DCM na cragun B. MC (M3P): macca, paccuntanHas Aj1st
Cy3H,6N6O3S, 466,6; m/z o pe3ynbTaTam ananusza: 467,2 [M+H]+. 'H amP (400 MTI'i, CDCl;): 6 8,30 (d, J=5,5
I'y, 1H), 8,00 (d, J=25,9 T'u, 2H), 6,71 (d, J=1,0 I'u, 1H), 6,01 (d, J=5,5 T'u, 1H), 5,39-5,25 (m, 1H), 4,59 (dtt,
J=8,7, 6,3, 2,5 I'u, 1H), 4,07 (s, 3H), 3,73 (tt, J=5,2, 2,2 I'u, 1H), 2,14 (d, J=0,9 T'u, 3H), 2,12-1,87 (m, 4H),
1,66-1,56 (m, 2H), 1,37 (dd, J=10,5, 6,2 ', 6H).
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Ipumep 430. N-((1R,3R)-3-AxpunamunonukioneHTmn)-5-(*S)-(4-meTnin-6-heHOKCUmupuanH-3 -1i)-4-
okco-4,5-nurunpo-3H-1-tua-3,5,8-Tprazaanenad ruiieH-2-kapOoKcamMu.
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VYkazaHHOE B Ha3BaHUH COCIMHEHHE MOTyYall CTIOCO00M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  5-(4-MeThI-6-PeHOKCHITUPUANH-3-11)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-tpnazaanenad TuineH-2-kap-
OOHOBOW KHCTOTHI (IpoMexyTouHoe coenuuenue 27, Bkimodas CITOCOB 1 XUPAJIBHOT'O PA3JIEJIEHUS ¢
nmosrydeHueM *S-atpormonzomepa) Ha CTaAud A W aKpWIOBOTO AHTHUAPHUIA BMECTO IMPOI-2-CHOWIXJIOPHIA Ha
cramuu B. MC (U3P): macca, paccuntanHas mist C,oHpsNgO4S, 554,6; m/z o pesynbraTam aHammsza: 555,3
[M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,33 (d, J=5,5 I'i, 1H), 8,08 (s, 1H), 7,50-7,37 (m, 2H), 7,27-7,20 (m,
1H), 7,19-7,13 (m, 2H), 7,02 (s, 1H), 6,27-6,20 (m, 2H), 6,14 (d, J=5,5 T'u, 1H), 5,68-5,57 (m, 1H), 4,41-4,29
(m, 1H), 4,25-4,12 (m, 1H), 2,55-2,40 (m, 1H), 2,19 (s, 3H), 2,10-1,95 (m, 2H), 1,89-1,71 (m, 2H), 1,67-1,53
(m, 1H).

Mpumep 431. N-((1R,3R)-3-AmuHonmknonenTn)-5-(*S)-(4-meTnin-6-GpeHoKCHIMpUINH-3-11)-4-0KCOo-
4,5-muruapo-3H-1-tua-3,5, 8-rpuazaanenadtiieH-2-kapOOKCaMUI.
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Yka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
npuMeHeHueM  5-(4-metmn-6-eHokcunupuani-3-min)-4-okco-4,5-muruapo-3H-1-rtua-3,5,8-tprazaanenadu-
JIeH-2-KapOOHOBOW KHCIOTHI (poMexyTouHoe coequaenue 27, srmoyas CIIOCOB 1 XMPAJIBHOI'O PA3/IE-
JIEHUS ¢ momydenueM *S-atpomomsomepa) u Tper-Oytun ((1R,3S)-3-amubonuknonenTmn)kapbamara. MC
(MDP): Macca, paccuntarHas 1 CosHouNeO5S, 500,6; m/z mo pesynsTatam aHammsa: 501,2 [M+H]". 'H aMP
(400 MI'y, CD;0OD): 6 8,13 (d, J=5, 6 Hz, 1H), 7,98 (s, 1H), 7,46-7,38 (m, 2H), 7,25-7,14 (m, 3H), 7,02-6,97 (m,
1H), 5,91 (d, J=5,6 Hz, 1H), 4,43-4,28 (m, 1H), 3,65-3,55 (m, 1H), 2,59-2,48 (m, 1H), 2,17 (s, 3H), 2,13-2,03
(m, 2H), 2,02-1,93 (m, 1H), 1,91-1,82 (m, 1H), 1,75-1,67 (m, 1H).

IMpumep 432. N-((1R,4r)-4-AneTaMuIOIUKIONEHTHII)-5-(*S)-(4-MeTHIT-6-)€HOKCUTTUPUMU U H-3 -11JT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/I.
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VYka3aHHOE B Ha3BaHUH COCAMHECHUE TOJIyJall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(4-meTmin-6-eHokcunupuanH-3-mn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
00HOBOIT KHCIIOTHI (TIpoMekyTouHOe coenuHenue 27, rmodas CIIOCOB 1 XMPAJIBHOI'O PA3JIEJIEHUS ¢
noxydenneM *S-arporonzomepa) u tper-Oytmit ( (1R,4R)-4-amuHoImMKIIOreKCHiT)KapbamMaTa Ha CTaauud A | ¢
NPUMEHEHHNEM YKCYCHOTO aHTHJpHIA BMECTO MpoIl-2-eHowiaxyuopunaa Ha craauu B. MC (MOP): macca, paccun-
tanHas 11 C,oH,3NgO04S, 556, 6; m/z o pesynbratam aHaimmza: 557,0 [M+H]+. 'H IMP (400 MTI';, CD;0D): o
8,33 (d, J=5, 6 Hz, 1H), 8,08 (s, 1H), 7,46-7,39 (m, 2H), 7,26-7,20 (m, 1H), 7,19-7,14 (m, 2H), 7,04-7,00 (m,
1H), 6,13 (d, J=5, 6 Hz, 1H), 3,95 -3,79 (m, 1H), 3,69-3,58 (m, 1H), 2,19 (s, 3H), 2,01-1,93 (m, 4H), 1,90 (s,
3H), 1,58-1,44 (m, 2H), 1,41-1,28 (m, 2H).

IMpumep 433. (S)-N-(1-(5-(2-Metun-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaare-
Ha THIICH-2-Kap OOHUI ) TUPPOIIUINH-3 -1T ) aKpAJTaMHI.
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VYxazaHHOE B Ha3BaHUH COEIMHECHHE MOTyYalli CTIOCOO0M, aHAJIOTHYHBIM CIIOco0y mpuMepa 1, ¢ mpuMeHe-
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HHUEM TpeT-O0yTmi-(S)-nupponnant-3-uikapbdamara u 5-(2-metuin-4-¢penoxcudenni)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHad TiiieH-2-kapOOHOBOH KHCIOTHI (IPOMEKYTO4YHOE coenuHeHue 1) Ha cragum A. MS
(ESI): macca, paccunrtannas s CyoH,sNsO4S, 539,6; m/z mo pesynbratam aHanmsa: 540,4 [M+H]+. 'H samP
(400 MTI'u, cmecs JICMO-dg u CD;0D): 6 8,35-8,28 (m, 1H), 7,44-7,33 (m, 3H), 7,21-7,02 (m, 4H), 6,99-6,91
(m, 1H), 6,27-6,06 (m, 2H), 6,02-5,97 (m, 1H), 5,62-5,55 (m, 1H), 4,48-4,38 (m, 1H), 3,85-3,70 (m, 2H), 3,65-
3,51 (m, 2H), 2,26-2,15 (m, 1H), 2,07 (s, 3H), 2,01-1.91 (m, 1H).

IIpumep 434. (R)-N-(1-(5-(2-Metun-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaare-
Ha( THIICH-2-Kap OOHUI ) TUPPOIIUINH-3 -1IT ) aKpAJTaMHI.

O QS :
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HH1eM TpeT-0yTii-(R)-mupponunun-3-mnkapbamara u 5-(2-metuin-4-¢penoxcudennin)-4-okco-4,5-qurunpo-3H-1-
tHa-3,5,8-TprazaaneHadTiiieH-2-kapOOHOBOH KHCIIOTHI (IIPOMEXyTouHOoe coeanHenue 1) Ha cragum A. MC
(U3C): macca, paccuntanHas it C,oH,sNsO,4S, 539,6; m/z o pesynpraram ananmsa: 540,4 [M+H]". 'H IMP
(400 MI', cmecs JICMO-dg u CD;0D): 6 8,37-8,32 (m, 1H), 7,45-7,38 (m, 2H), 7,38-7,32 (m, 1H), 7,21-7,14
(m, 1H), 7,13-7,05 (m, 3H), 7,00-6,94 (m, 1H), 6,27-6,08 (m, 2H), 6,02-5,98 (m, 1H), 5,64-5,57 (m, 1H), 4,47-
4,37 (m, 1H), 3,86-3,71 (m, 2H), 3,58-3,51 (m, 2H), 2,26-2,16 (m, 1H), 2,07 (s, 3H), 2,00-1,90 (m, 1H).

IIpumep 435. (S,E)-2-Iuano-3-mmuknonpormi-N-(1-(5-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad TuneH-2-KapOOHWIT ) TUPPOTHAINH-3 -1 )aKprIaMUa.
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Cramust  A.  tper-Byrun  (S)-(1-(5-(2-meTtnin--4-dpenokcudenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-
TpurazaaneHadTHICH-2-KapOOHWI) IupponuanH-3-mi)kapbamar. Cmeck 5-(2-metuin-4-¢peHoxcupeHn)-4-oKkco-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOHOBOH KHCIIOTH (IIpOMeKyToYHOE coenuaenue 1, 500
mr, 1,2 MMoJb), TpeT-0yTii-(S)-nupponuanH-3-mwikapbamara (0,43 1, 2,4 mmons), HATU (0,59 1, 1,56 Mmomb),
DIEA (0,23 1, 1,8 mmons) B DMF (5 M) nepemerinBaiy rmpyu KOMHaTHOH Temneparype B TeueHue 1 4. Cmech
racwiii BOJOH, OT(MIBTPOBHIBAIM TBEPIOE BEUIECTBO M BBHICYNIMBAIN C TOJyYCHHEM YKa3aHHOT'O B Ha3BaHWUHU
COCIMHCHHUSL.

Cramus  B. (S)-2-(3-Amunomnupponuaus- 1 -kapOoHmn)-5-(2-metun-4-henokcudennn)-3H-1-tna-3,5,8-
TpuazaaneHapTueH-4(SH)-on.  PactBopsiim  TpeT-OyTri-(S)-(1-(5-(2-metmn-4-penokcudennn)-4-okco-4,5-
nmuruapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-kapOOHII ) TUPPOTUANH-3 -1l )KapbamaT B pactBope 10 wmur
koH1. HC1 B MeOH (10 mu1), mepemMenmBaiy Mpyu KOMHATHOHM Temrieparype B TedeHue | 4. CMech KOHIIEHTPH-
POBaJH C MOTyYeHHEM yKa3aHHOTO B Ha3BaHUM coenuaenue (0,29 r, Beixon 50%).

Cramus C. (S,E)-2-Inano-3-muxnonpornnn-N-(1-(5-(2-metnn-4-penokcndpennn)-4-oxco-4,5-quruapo-3H-
1-tna-3,5,8-rpnazaaneHad TuneH-2-kapOOHWI) THPPOIUANH-3-mn)akpriamua.  Cvech  (S)-2-(3-amMuHOIIMPPOIIH-
JH- 1 -kapOoHmn)-5-(2-metmin-4-¢penokcudenun)-3H-1-tua-3,5,8-tpuazaanenagruncu-4(SH)-ona (200 mr, 0,41
mMMmoib), (E)-2-1iano-3-nuKkionponiiakpuiIoBOi KHUCIOTH (IpoMexXyTouHoe coeanHenue 44, 113 wr, 0,82
mmons), HATU (201 wmr, 0,53 mmozns), DIEA (132 mr, 1,03 mmons) 8 DMF (5 mir) nepeMemiBaiy npu KOMHAT-
HOW Temmeparype B TedeHHe 2 4. CMeCh OYMINAIMA C MOMOIIBI0 KOJOHOYHOW (hiem-xpomarorpadpun (Me-
OH/Boma) ¢ mody4eHneM yKa3aHHOTO B Ha3BaHUM coenuHeHus (85 mr, Berxox 34%). MC (MIDP): macca, paccun-
tanHas M1 Cs3H,gNgO4S, 604,7; m/z mo pesynbratam ananmsa: 605,4 [M+H]+. 'H amP (400 MI'u, cmech
DMSO-d¢ u CD;0D) 6 8,34-8,31 (m, 1H), 7,43-7,36 (m, 2H), 7,34-7,30 (m, 1H), 7,18-7,12 (m, 1H), 7,11-7,03
(m, 3H), 6,98-6,92 (m, 1H), 6,90-6,84 (m, 1H), 6,03-5,98 (m, 1H), 4,48-4,39 (m, 1H), 3,98-3,86 (m, 1H), 3,86-
3,75 (m, 2H), 3,66-3,56 (m, 1H), 2,25-2,15 (m, 1H), 2,02 (s, 3H), 2,04-1,98 (m, 1H), 1,97-1,87 (m, 1H), 1,23-
1,17 (m, 2H), 0,95-0,87 (m, 2H).

IMpumep 436. (R,E)-2-mtmano-3-muknonpormi-N-(1-(5-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-Tpnazaarnenad TrieH-2-KkapOOH T ) TUPPOJIUANH-3 - HIT)aKpHIIaMUI.
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Vka3aHHOE B Ha3BaHUH COCAMHCHUC NTOJTydalin CHOC060M, aHaJIOrHN4YHbIM CHOCO6y nmpumepa 435, C Mpume-
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HeHueM TpeT-0yTmi-(R)-mupponunun-3-unkapbamara BMECTO TpeT-0yTwi-(S)-nupponuanH-3-nikapbamaTa Ha
cramuun A. MC (IDP): macca, paccunrannast it Cy3HogNO4S, 604,7; m/z mo pesynbratam aHamusza: 605,4
[M+H]". '"H IMP (400 MI'1;, cmeck DMSO-dg u CD;0D) & 8,34-8,31 (m, 1H), 7,43-7,36 (m, 2H), 7,34-7,30 (m,
1H), 7,18-7,12 (m, 1H), 7,11-7,03 (m, 3H), 6,98-6,92 (m, 1H), 6,90-6,84 (m, 1H), 6,03-5,98 (m, 1H), 4,48-4,39
(m, 1H), 3,98-3,86 (m, 1H), 3,86-3,75 (m, 2H), 3,66-3,56 (m, 1H), 2,25-2,15 (m, 1H), 2,02 (s, 3H), 2,04-1,98
(m, 1H), 1,97-1,87 (m, 1H), 1,23-1,17 (m, 2H), 0,95-0,87 (m, 2H).

IIpumep 437. N-((1R,2S)-2- AkpunaMuIOITUKIONEHTH)-4-0KCc0-5-(4-(upunnH-2-unokcn)hennn)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaaneHadTuiieH-2-kapOoKCaMHu/I.
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Cramust A. 4-Oxco-5-(4-(mupunun-2-unokcn)dhennn)-4,5-muruapo- 3H-1-tua-3,5,8-rpuazaaneHadTriieH-
2-kapOoKcaMuIHAs KUCIOTa. YKa3aHHOE B HA3BaHWU COEAMHEHHE TOTydYaId CTIOCOO0M, aHAIOTHYHBIM CIIOCO0Y
TIOJTyYEHHUsT MPOMEKYTOYHOTO coenawHeHus 15, craqum A wm C, ¢ mnpumeHeHuem 2-propmmpuanaa u 4-
amuHO(eHona Ha cTaauu A, (6e3 Cu).

Cramus  B. N-((1R,2S)-2-AxpunaMuIOIUKIONEHTH)-4-0Kc0-5-(4-(upunnH-3-nnokcn)hennn)-4,5-nu-
ruapo-3H-1-tua-3,5,8-rpuazaanenadTuneH-2-kapookcaMu. YKa3aHHOE B Ha3BaHWU COCIUHEHHUE TIOTydasd
CIocoOOM, aHaJIOTMYHBIM croco0y mnpumepa 1, cragus A, ¢ npumeHeHuem 4-okco-5-(4-(mupuauH-2-
wiokcn)denmn)-4,5-nurnapo-3H-1-tua-3,5,8-rpnazaanenaptunen-2-kapoonosoit  kucnorsr U N-((1S,2R)-2-
AMUHOIIMKIIOTICHTHI )aKpiiaMul (MIPOMEXKYTOUHOE coenuHeHne 36) 0e3 yaajeHus 3allUTHOW TPYIIEI C TIOMO-
mpo HCI/MeOH. MC (U3P): macca, paccunrannas mist C,sH,4NgO4S, 540,6; m/z o pesynmpTataM aHamu3a:
541,1 [M+H]". '"H SIMP (400 MT't, .JIMCO-dg): & 10,00 (s, 1H), 8,34-8,26 (m, 1H), 8,23-8,14 (m, 1H), 7,93-
7,83 (m, 2H), 7,76-7,63 (m, 1H), 7,50-7,39 (m, 2H), 7,35-7,27 (m, 2H), 7,20-7,15 (m, 1H), 7,14-7,06 (m, 1H),
6,26-6,14 (m, 1H), 6,10-6,01 (m, 2H), 5,58-5,50 (m, 1H), 4,36-4,18 (m, 2H), 1,99-1,83 (m, 2H), 1,80-1,68 (m,
2H), 1,63-1,47 (m, 2H).

IIpumep 438. N-((1R,25)-2-AxprnaMuaoIUKIONeHTHN )-5-(3-m30nponundeHmn-4-okco-4,5-quruapo-3H-

1-tna-3,5,8-rpnazaaneHad TuICH-2-KapOOKCAMHUI.
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Cramus  A. 5-(3-MBonpormmundennn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad tiieH-2-kap6o-
HOBas KHUCJOTAa. YKa3aHHOE B HAa3BaHUH COCIMHEHHE MOJIYYadH CIIOCOOOM, aHAJIOTHYHBIM IPOMEKYTOYHOMY
coenuHenuto 1, craguu C-F, ¢ npumenennem 3-u3onponuiaHanunaa Ha craguu C.

Cragus B. N-((1R,2S)-2-Axpun aMmui ONUKIONEHTHN)-5-(3-u30nmponmidermn )-4-okco-4,5-nurunpo-3H-1-
tHa-3,5,8-TpuazaaneHadTricH-2-kapOoKkcaMul. YKa3aHHOE B Ha3BAaHUM COCJAMHEHHE TONYYaIl CIOCOOOM, aHa-
JIOTUYHBIM cnocoOy npumepa 1, ¢ npumenennem 5-(3-nzonponmidenun)- 4-oxco-4,5-auruapo-3H-1-tua-3,5,8-
TpuaszaaneHadTHICH-2-KapOoHOBOH KHCHOTEl M TpeT-0yTun ((1S,2R)-2-amuHonmknonentmwn)kapoamara. MC
(U3P): macca, paccuntanHas it CysH,7NsO3S, 489,6; m/z mo pesynpratam anamusa: 490,5 [M+H]". 'H SIMP
(400 MTI', CD;0D): 6 8,26 (d, J=5,6Hz, 1H), 7,57-7,49 (m, 1H), 7,46-7,39 (m, 1H), 7,32-7,26 (m, 1H), 7,24-
7,16 (m, 1H), 6,33-6,16 (m, 2H), 6,06 (d, J=5,6Hz, 1H), 5,66-5,57 (m, 1H), 4,48-4,35 (m, 2H), 3,04 -2,95 (m,
1H), 2,14-2,03 (m, 2H), 1,95-1,87 (m, 1H), 1,81-1,62 (m, 3H), 1,30-1,27 (m, 6H).

IIpumep 439. N-((1R,2R)-2-AxprraMugonuKiIoOrekcun)-5-(*S)-(2-metun-4-henoxcudenmn)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tpruazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHWHU COCIUHEHHE MOIyYaln CIIOCOO0M, aHAJIOTHYHBIM CIOco0y mpuMepa 1, ctagus B ¢
npumeHerneM N-((1R,2R)-2-amuHonmkmorekcmn)-5-(*S)-(2-metnin-4-penokcnpennn)-4-oxco-4,5-muruapo-3H-
1-tna-3,5,8-tpnazaanenadunen-2-kapobokcamuga (npumep 440). MC (MDP): macca, paccuutaHHas s
C31H,oN50,S, 567,7; m/z o pesymbTaTaM aHammsa: 568,2 [M+H]". 'H samPp (400 MTI', CD;0OD): & 8,32-8,26
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(m, 1H), 7,43-7,33 (m, 2H), 7,29-7,24 (m, 1H), 7,19-7,12 (m, 1H), 7,10-7,03 (m, 3H), 6,98-6,93 (m, 1H), 6,22-
6,15 (m, 2H), 6,05-6,01 (m, 1H), 5,62-5,54 (m, 1H), 3,91-3,76 (m, 2H), 2,10 (s, 3H), 2,08-1,98 (m, 2H), 1,83-
1,75 (m, 2H), 1,50-1,36 (m, 4H).

[Tpumep 440. N-((1R,2R)-2-AmuHonukmorekcui)-5-(*S)-(2-metun-4-peHokcudenmn)-4-oxco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-KkapOOKCaMuI.
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VYka3aHHOE B Ha3BaHUH COEJMHEHHUE OTydad CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHneM S-(2-metmin-4-penokcndennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuineH-2-kap-
OOHOBOW KHCIOTHI (TIpoMexyTouHoe coemuHenue 1, Bxmodas CIIOCOB 1 XMPAJIBHOI'O PA3JAEJIEHUS ¢
nosydeHrueM *S-atpononzomepa) u tpet-0yTuia ((1R,2R)-2-amuHonmkiorekcwmn)kapbamara. MC (MIOP): macca,
paccunranHas s C,gH,7NsOsS, 513,6; m/z mo pesynsTatam aHanmsa: 514,2 [M+H]" 'H aMP (400 MTI,
CD;0OD): 6 8,19-8,14 (m, 1H), 7,42-7,33 (m, 2H), 7,24-7,18 (m, 1H), 7,16-7,11 (m, 1H), 7,08-7,01 (m, 3H),
6,98-6,93 (m, 1H), 5,92-5,88 (m, 1H), 3,92-3,82 (m, 1H), 3,09-2,98 (m, 1H), 2,13-1,98 (m, 5H), 1,87-1,75 (m,
2H), 1,52-1,39 (m, 4H).
Mpumep 441. N-((1R,2R)-2-(2-AMuHOaneTaMumo)uKiIorekcui)-5-(*S)-(2-metun-4-penoxcudennn)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-Tprazaanenad ruieH-2-kapOoKcamMu.
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Cramus A. tper-bytun (2-(((1R,2R)-2-(5-(*S)-(2-metun-4-henokcudennn)-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruazaaneHad THICH-2-KapOOKCAMUJIO ) ITUKIIOTeKCHIT)aMHUHO )-2-0KCO3TH )KapOamaTta.  ObecrieunBanu
peakuio pactBopa N-((1R,2R)-2-amuHommkmorekcmn)-5-(*S)-(2-metmin-4-henokcndennn)-4-okco-4,5-1uru-
po-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamuna (npumep 440, 65,0 mr, 0,127 mmouns), 2-((Tper-
OyTOKCHKapOOHMIT)aMUHO)yKCycHOH kucimotel (50 mr, 0,28 mmonb), Tpudtmn amuHa (50 Mmr, 0,50 MMoib) u
HATU (95 wmr, 0,25 mmons) B8 DMF (5 mi1) npu koMHaTHO# Temriepatype B Teuenue 2 4. Peakmuto racumu 10 M
H,0, skctparuposamu DCM, BeicymmBany Haa 0e3B0IHBIM Na,SO,, QHIBTPOBAIHM U KOHIICHTPUPOBAIN I0CYXA.
OcCTaToK OYMINANN C MOMOIIBI0 KOJIOHOYHOW (em-xpoMaTorpaduu ¢ IOJydeHHEM YKa3aHHOTO B Ha3BaHUH
coenunenust (80 mr, BeIxox 94% BBIXON) B BUAE xenroro TBepaoro seniectsa. MC (MDP): macca, paccuntanHas
mmst C3sH3sNO6S. 670,78; m/z 1o pe3ymsTaTaM aHanmsa: 671,2 [M+H]".

Cramus B. N-((1R,2R)-2-(2-AMunoaneraMuo ) iakiorekcui )-5-(*S)-(2-metnin-4-peHokcuderrn )-4-okco-
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadrunen-2-kapookcamun. K pactBopy tper-OyTmn-(2-(((1R,2R)-2-(5-
(*S)-(2-meTun-4-henokcudennn)-4-okco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHadp THireH-2 -kapOOKCaMH-
JI0)IIMKJIOTEKCHJIT ) aMHHO )-2-0KkcoaTrin)kapbamara (80 mr, 0,12 mmons) B MeOH (2,0 M) mo6asmsutn HCI (1,0
M) 1 obecnieunBa peaknuro pu 60°C B Teuenue 30 MuH. Peaknuio KOHICHTPUPOBAIH JIOCYXa M OCTaTOK
OYMINAIH C TIOMOIIBI0 KOJOHOYHOH (hiem-xpomarorpaduu u npenapatuBHeiM TLC ¢ moiydeHneM yKa3aHHOTO
B Ha3BaHUM coeauHeHus (51 mr) B Buzae xenroro Teepporo Bemecrsa. MC (MDP): macca, paccuntanHas ais
C30H3N0,4S, 570,7; m/z mo pesynapTataMm aHammsa: 571,2 [M+H]". 'H amP (400 MTI', CD;OD): 6 8.31-8.26
(m, 1H), 7.44-7.34 (m, 2H), 7.28-7.21 (m, 1H), 7.16-7.11 (m, 1H), 7.10-7.01 (m, 3H), 6.98-6.93 (m, 1H), 6.05-
5.98 (m, 1H), 3.89-3.77 (m, 2H), 3.24 (s, 2H), 2.11 (s, 3H), 2.08-1.93 (m, 2H), 1.85-1.73 (m, 2H), 1.52-1.36 (m,
4H).

IMpumep 442. N-((1R,2S)-2-AxkpunaMunonnkiorekcui)-4-okco-5-(4-(mpuans-2-mioken)penun)-4,5-1u-
ruapo-3H-1-tua-3,5,8-rprazaanenadruieH-2-kapOokcamMu.
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VYka3aHHOE B Ha3BaHUH COEJMHEHUE OTydaln CIIocoO0OM, aHAJIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHneM  4-okco-5-(4-(nmmpuanH-2-unokcn)denmn)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadineH-2-
KapOOHOBOM KuCIOTHI (mmpumep 437, mponykT ctamuu A) u N-((1S,2R)-2-amunorekcumn)akpmwiamu (TPOMExKy-
touHoe coenuHenue 40) (6e3 ynanenus 3amuTHoU rpynmsl ¢ nomompio HCI/MeOH). MC (M9P): macca, pac-
cuntanHas st CpoHpeNgO4S, 554,6; m/z mo pesynbTaram aHammsa: 555,2 [M+H]+. 'H amp (400 MTI,
CD;0D): 6 8.33-8.28 (m, 1H), 8.19-8.13 (m, 1H), 7.90-7.83 (m, 1H), 7.50-7.43 (m, 2H), 7.36-7.30 (m, 2H),
7.19-7.12 (m, 1H), 7.10-7.04 (m, 1H), 6.46-6.36 (m, 1H), 6.33-6.23 (m, 2H), 5.69-5.63 (m, 1H), 4.45-4.35 (m,
1H), 4.20-4.10 (m, 1H), 1.85-1.64 (m, 6H), 1.60-1.48 (m, 2H).

Ipumep 443.  5-(*S)-(2-Metun-4-henoxcudennn)-N-((1S,2R)-2-(2-(MeTrIaMIHO )alie TAMUI0 )ITKIIO-
rexcuin)-4-okco-4,5-nqurnapo-3H-1-tua-3,5,8-rprnazaanenad TuineH-2-kapOOKCaMHII.
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Cramus A. N-((1S,2R)-2-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamMu. YKa3aHHOE B Ha3BaHUHU COSAMHEHHE MOTYIalId CIIOCOO0M,
aHAJIOTMYHBIM CcTOcO0y mpumepa 1, cragus A, ¢ mpuMeHeHHeM 5-(2-meTwmi-4-henokcudenun)-4-okco-4,5-
murunapo-3H-1-tua-3,5,8-Tprazaanenad tuiaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIO-
yasg CITOCOB 1 XUPAJIbHOI'O PA3JEJIEHU ¢ noxyuenuem *S-arpornonzomepa) u tper-oytuia ((1R,2S5)-2-
amuHoImKIOreKcmia). MC (MDP): macca, paccuntannas aist C,gH,7NsO;S, 513,61; m/z o pe3ynpraTtam aHaIH-
3a: 514,2 [M+H]". "H SIMP (400 MI'u, CD;0OD): & 8,53 (d, J=6,2 I'n;, 1H), 7,47-7,38 (m, 2H), 7,38-7,31 (m, 1H),
7,24-7,16 (m, 1H), 7,15-7,07 (m, 3H), 7,05-6,97 (m, 1H), 6,40 (d, J=6,2 I'y, 1H), 4,51-4,43 (m, 1H), 3,70-3,59
(m, 1H), 2,16 (s, 3H), 1,97-1,74 (m, 6H), 1,66-1,53 (m, 2H).

Cranmus B. 5-(*S)-(2-Metun-4-¢penoxcupennn)-N-((1S,2R)-2-(2-(MeTninaMiHO JarieTaMU 10 ) TUKJIOTEKCHIT) -
4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcamun. K pacrsopy N-((1S,2R)-2-amuHo-
nukorekenn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuieH-2-
kapOokcamuaa (150 mr, 0,292 mmons) n Boc-capko3una (207 mr, 0,438 mmons) B 6e3Bomnom DMF (3 mi) mo-
6assmn HATU (166 wr, 0,438 mmoins) u DIPEA (76 mr, 0,58 MMoOITb) M TIepeMenTuBaii B TEUCHUE HOYHU TPHU
K. T. Peaknuro ouumiany ¢ moMoIisio KOJOHOUYHOH (em-xpomatorpaduu ¢ mosryaenneM 120 Mr sKenToro TBep-
noro BemiecTBa. TBepmoe BemecTBo pacTBopsiid B MeOH (2 mun) n xonnenTpupoBanHoit HCI (1 M) u mepeme-
MIMBaJM TPH KOMHATHON TeMIeparype B TedeHne 2 4. Peaknnio KOHIICHTPUPOBAJIM 10CYXa W OYHIIAIHN C TIOMO-
mpto npenaparuBHoit TLC (DCM/MeOH; 20/1) ¢ moiydeHHeM yka3aHHOTO B Ha3BaHWM coequHeHHs (51 wr,
BeIxoJ 30%) B BHe xentoro TBepaoro BemectBa. MC (M3P): macca, paccunrannas mis C; H3NqO4S, 584,7;
m/z To pe3ynbTaTaM aHanm3a: 585,2 [M+H]". 'H sImMP (400 MTI', CD;0OD): 6 8,17 (d, J=5, 6 ', 1H), 7,42-7,33
(m, 2H), 7,24-7,19 (m, 1H), 7,18-7,11 (m, 1H), 7,11-7,00 (m, 3H), 6,99-6,91 (m, 1H), 5,90 (d, J=5, 6 ', 1H),
4,38-4,28 (m, 1H), 4,26-4,15 (m, 1H), 3,67-3,57 (m, 1H), 3,56-3,46 (m, 1H), 2,51 (s, 3H), 2,10 (s, 3H), 1,83-
1,67 (m, 5H), 1,61-1,47 (m, 3H).

Ipumep 444. N-((1S,2R)-2-(2-AmuHOAaIETAMHUIO )IIUKIOTeKCHN)-5-(*S)-(2-MeTmin-4-penokcudenmn)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHUI.
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Cramust A. N-((1S,2R)-2-Amunonmknorexcuin)-5-(*S)-(2-metun-4-penoxcudenmn)-4-oxkco-4,5-1uruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOokcamu. YKa3aHHOE B Ha3BaHUHU COSAMHEHHE MOTYIalId CIIOCOO0M,
aHAJOTMYHBIM CcTIOcO0y mpumepa 1, cragus A, ¢ mpuMeHeHHeM 5-(2-meTmi-4-henokcudenun)-4-okco-4,5-
nmuruapo-3H-1-tna-3,5,8-Tprazaanenad TniaeH-2-kapOOHOBON KHUCIOTHI (MMPOMEKYTOYHOE COeNUHEHUE 1, BKIO-
gast CIIOCOB 1 XNPAJIbHOI'O PA3JIEJIEHU S ¢ monyderuneM *S-atpononzomepa) u TpeT-0yTni ((1R,2S)-2-
amuHommKIIoTekcmi)kapoamara. MC (MOP): macca, paccuntannas mist Co,gH,7NsO5S, 513,61; m/z mo pe3ynbra-
TaM amanmsa: 514,2 [M+H]". '"H SIMP (400 MI't, CD;0D): § 8,53 (d, J=6,2 I'y, 1H), 7,47-7,38 (m, 2H), 7,38-
7,31 (m, 1H), 7,24-7,16 (m, 1H), 7,15-7,07 (m, 3H), 7,05-6,97 (m, 1H), 6,40 (d, J=6,2 I'n, 1H), 4,51-4,43 (m,
1H), 3,70-3,59 (m, 1H), 2,16 (s, 3H), 1,97-1,74 (m, 6H), 1,66-1,53 (m, 2H).

Cramus B. N-((1S,2R)-2-(2-AMuHoaneTaMmuio)uukiaorekcun)-5-(*S)-(2-metuin-4-penoxcudennn)-4-okco-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaanenadrunen-2-kapookcamun. K pacrBopy N-((1S,2R)-2-amuHOIMKIIO-
rekcwn)-5-(*S)-(2-meTmn-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad TrneH-2-kap-
6okcamuza (150 mr, 0,2 92 mmons) u Boc-rmununa (192 mr, 0,438 mmoins) B 6e3Bogaom DMF (3 M) nobasis-
m1 HATU (166 mr, 0,438 mmonbs) u DIPEA (76 mr, 0,58 MMoJb) 1 epeMeIInBaii B T€YCHHUE HOYM TIPH K. T.
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Peaknuio ovHIany ¢ moMoIIb0 KOJOHOYHOU (uien-xpoMaTorpaduu ¢ moimydeHueM 130 Mr )KeIaToro TBEpIOoro
BeriecTBa. TBepaoe BemecTBo pacTBopsuid B MeOH (2 min) u koHneHTpuposannoit HCI (1 mun) u nmepemernmuBaiu
TP KOMHATHOH TemmepaType B TedeHHe 2 4. Peakunio KOHIICHTPHPOBAIHN IO CYXOTO COCTOSHHS M OYHIIAIH C
nomonisio npernapatuBHoii TLC (DCM/MeOH; 20/1) ¢ mony4eHneM yka3aHHOTO B Ha3BaHWH COeIMHEHUs (82
Mr, 49% BBIXOA) B BHAE kenatoro TBepmoro BemectBa. MC (MDP): macca, paccunrannas mist CigHzoNgO4S,
570,7; m/z mo pesynsTaraM anHammsa: 571,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): 6 8,14 (d, J=5, 6 I'u, 1H),
7,42-7,35 (m, 2H), 7,24-7,18 (m, 1H), 7,18-7,11 (m, 1H), 7,10-7,05 (m, 2H), 7,05-7,00 (m, 1H), 6,98-6,91 (m,
1H), 5,87 (d, J=5, 6 T'n, 1H), 4,35-4,28 (m, 1H), 4,26-4,17 (m, 1H), 3,69-3,61 (m, 1H), 3,56-3,47 (m, 1H), 2,10
(s, 3H), 1,87-1,64 (m, 5H), 1,64-1,42 (m, 3H).

Ipumep 445. N-((1R,2R)-2-Aneramunonukiorekcn)-5-(*S)-(2-metun-4-henoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5, 8-tpuazaarneHadTiiieH-2-KapOOKCaMIT.

?\JJJ\NH
(@]
d\g_( R
s HN"---Q

N
HN R

(@)

K pactBopy N-((1R,2R)-2-amunoruknorekcun)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tunen-2-kapbokcamuaa (mpumep 440, 120 mr, 0,234 mmons) 8 DCM (2 mur) mo-
OaBisT yKCyCHBINA anruapuy (24 mr, 0,23 MmMoie) u TpudTHiIamMuH (36 mr, 0,35 MMOJIB) U TIepeMEIMBAIIN TTPU
KOMHATHOU Temreparype B TedeHne 20 MHUH. Peakiro KOHIICHTPHPOBAIHN I0CYyXa, OCTATOK OYHUINAIHA C TIOMO-
IIBI0 KOJIOHOYHOW (hieni-xpomMarorpaduu ¢ MONy4eHHEeM yKa3aHHOTO B Ha3BaHuu coeauHeHus (100 mr, BBIXon
77%) B Bugpe ceporo tBepaoro BemectBa. MC (U3P): macca, paccunrannas must C;oHyoNsO,4S, 555, 6; m/z no
pe3yipTaTaM aHanmm3a: 556,2 [M+H]". 'H samP (400 MTI', CD;OD): 6 8,34-8,27 (m, 1H), 7,44-7,35 (m, 2H),
7,31-7,24 (m, 1H), 7,19-7,12 (m, 1H), 7,11-7,02 (m, 3H), 6,98-6,93 (m, 1H), 6,08-6,02 (m, 1H), 3,85-3,74 (m,
2H),2,11 (s, 3H), 2,06-1,98 (m, 1H), 1,97-1,90 (m, 1H), 1,88 (s, 3H), 1,82-1,75 (m, 2H), 1,50-1,33 (m, 4H).

Mpumep 446. N-((1S,2R)-2-Aneramunonuriiorekcun)-5-(*S)-(2-metun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-rpuazaanenad TuieH-2-kapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCIAMHCHHE MOTYYalld CIIOCOO0OM, aHAJIOTHYHBIM CcIOco0y mpuMepa 1, ¢ mpuMeHe-
HUeM  5-(2-mertmn-4-deHokcudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCIIOTHI (IpoMekyTouHoe coeaunenue 1, Bkmoyas CIIOCOB 1 XMPAJIbBHOT'O PA3IEJIEHUS ¢ mony4enu-
eM *S-atpononzomepa) u Tpet-0yTnia ((1R,2S)-2-amuHOIIMKIOreKCHT))KapOamaTa Ha CTaTuu A ¥ alleTHIIXJIOPH-
na Ha ctaanu B. MC (MBP): macca, paccuntannas miss Cs;oHooNsO4S, 555,6; m/z mo pe3ynbTaTam aHaimu3a:
556,2 [M+H]". "H SIMP (400 MT', CD;0D): & 8,31 (d, J=5,5 ', 1H), 7,44-7,34 (m, 2H), 7,31-7,23 (m, 1H),
7,20-7,12 (m, 1H), 7,11-7,01 (m, 3H), 7,00-6,91 (m, 1H), 6,05 (d, J=5,5 T'y, 1H), 4,36-4,26 (m, 1H), 4,17-4,08
(m, 1H), 2,11 (s, 3H), 2,00 (s, 3H), 1,79-1,45 (m, 8H).

IIpumep 447. N-((1R,2R)-2-(2-(AumeTHIaMIHO )alleTAMHIO ) ITUKJIOTeKC I )-5-(*S)(2-MeTmin-4-henokcude-
HU)-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMHUI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE MOTydaln CIIocOOOM, aHAJIOTHYHBIM CcIIoco0y mpuMepa 1, craaus A, ¢
npumeHerneM N-((1R,2R)-2-amuHommkmorekcmn)-5-(*S)-(2-metnin-4-penoxcnpennn)-4-oxco-4,5-muruapo-3H-
1-tna-3,5,8-rpnazaanenad tunen-2-kapookcamuna (nmpumep 440) u 2-(IUMETHIAMUHO ) YKCYCHOM KHCIIOTHI, MIPH-
YeM CTaJus yIaJIeHUs 3aiuTHOH rpynmsl ¢ momonibio MeOH/ HCI ve tpebosanacs. MC (U3P): macca, paccuu-
tanHas st C3,H34NgO4S, 598,7; m/z mo pesynbraTtam aHammsa: 599,2 [M+H]+. 'H aMmP (400 MI'i, CD;0OD):
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8,35-8,29 (m, 2H), 7,42-7,38 (m, 2H), 7,31-7,24 (m, 1H), 7,19-7,12 (m, 1H), 7,11-7,02 (m, 3H), 6,98-6,93 (m,
1H), 6,09-6,04 (m, 1H), 3,95-3,77 (m, 2H), 3,35 (s, 2H), 2,48 (s, 6H), 2,10 (s, 3H), 2,04-1,98 (m, 2H), 1,85-1,74
(m, 2H), 1,58-1,36 (m, 4H).

Ipumep 448.  5-(*S)-(2-Metmn-4-penoxcudenmn)-N-((1R,2R)-2-(2-(MeTHiIaMuHO )arie TaMu 10 ) ITUKII0-
rexcuin)-4-okco-4,5-nqurnapo-3H-1-tua-3,5,8-rpnazaanenad TuineH-2-KkapOOKCaMHI.
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Cramus A. tper-byrnn metmn-(2-(((1R,2R)-2-(5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapOoKCaMHUI0 JITUKIOTEKCHIT ) aAMHHO )-2-0KCOdTHI ) Kapbamat. Obecrieun-
Bamu peaknuto pactBopa N-((1R,2R)-2-amunonmknorekcun)-5-(*S)-(2-metmn-4-henokcndennn)-4-okco-4,5-
nmurunapo-3H-1-tua-3,5,8-tprazaanenad tunen-2-kapookcamuna (mpumep 440, 120 mr, 0,234 MmMonb), 2-((TpeT-
OyTOKCHUKapOOHWIT)(METHII)aMUHO))YKCYCHON KHCTOTHI (65 mr, 0,34 MMois), TpudTriamuHa (50 mr, 0,50 MMoITb)
u HATU (95 wmr, 0,2 5 mmonb) B DMF (5 mit) mpu KOMHaTHOM TeMmIieparype B TeueHue 2 4. Peakuuio racuiu
H,0 (10 mu), sxctparuposanmu DCM, BeicymuBanu Hax 6e3B0aHBIM Na,SO,, GHIBTpOBAIN M KOHIEHTPUPOBAIIN
nocyxa. OCTaTOK OYMIAIH C TIOMOIIBIO KOJOHOYHOH (hient-xpomarorpadyu ¢ Mojy4eHHeM YKa3aHHOTO B Ha-
3Banuu coeaunenus (120 mr, Beixox 75%) B Buze xenroro tBepaoro seniectsa. MC (MOP): macca, paccunran-
Hast it C36HyoNeOgS. 684,80; m/z mo pe3ynbpraTtam aHanmza: 685,2 [M+H]".

Cramus  B.  5-(*S)-(2-Metun-4-¢penoxcudennn)-N-((1R,2R)-2-(2-(MeTrIaMuHO )alieTaMHI0 ) TUKIIOTEK-
cu)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrrieH-2-kapobokcamua. K pactBopy TpeT-OyTHiI METHIT
(2-(((1R,2R)-2-(5-(*S)-(2-meTnn-4-penokcudennn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-rpruazaaneHad TuireH-
2-kapOOKCaMUJIO ) IIMKJIOT€KCHIT)aMUHO )-2-0KkcodTrin)kapbamara (120 mr, 0,175 mmons) B HCI (2 M) 1 MeOH
(1 M) obecneunBanu peaknuto mpu 60°C B TeucHune 30 MuH. Peaknnio KOHIICHTPUPOBAIH JIOCYXa U OCTaTOK
OYHINAIH C TIOMOIIBI0 KOJIOHOYHOH urer-xpoMaTorpadun u npenapatuBaoro TLC ¢ moimydeHneM yka3aHHOTO
B Ha3BaHWU coexuHeHUs (95 mr, Beixon 93%) B Buae xenroro TBepaoro Bemectsa. MC (MOP): macca, paccun-
tanHas st Cy1H3,NgO4S, 584,7; m/z o pesynpratam anammsa: 585,2 [M+H]". 'H smMP (400 MI', CD;0OD):
8,05-7,99 (m, 1H), 7,40-7,33 (m, 2H), 7,18-7,10 (m, 2H), 7,09-7,05 (m, 2H), 7,03-6,99(m, 1H), 6,96-6,91 (m,
1H), 5,77-5,73 (m, 1H), 3,97-3,85 (m, 1H), 3,84-3,72 (m, 1H), 3,16-3,02 (m, 2H), 2,21 (s, 3H), 2,09 (s, 3H),
2,07-2,01 (m, 2H), 1,81-1,66 (m, 2H), 1,47-1,25 (m, 4H).

Mpumep 449. N-((1S,2R)-2-(2-(AumeTninaMiHO JalleTaMU0 )IUKIOTeKerin)-5-(*S)-(2-mMeTun-4-¢peHok-
cudenmn)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapookcamu 1.
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Cramus A. N-((1S,2R)-2-Amunoruknorekcnn)-5-(*S)-(2-metnn-4-penokcudennn)-4-okco-4,5-muruapo-
3H-1-tna-3,5,8-tpuazaanenad tuneH-2-kapObokcamu. YKa3aHHOE B Ha3BaHUHU COSAMHEHHE MOTYIalId CIIOCOO0M,
aHAJIOTMYHBIM CcTOcO0y mpumepa 1, cragus A, ¢ mpuMmeHeHHeM 5-(2-meTwmi-4-henokcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-TpuaszaanenadrrneH-2-kapOOHOBOH KUCIOTHI (IIPOMEXYTOUHOE COeIMHEHHE 1, BKIIO-
yasg CITOCOB 1 XUPAJIbHOI'O PA3JJEJIEHU ¢ nonydenuem *S-atpornonzomepa) u tper-oytuia ((1R,2S5)-2-
aMHMHOIMKJIOTeKCHIT)KapOamara BMecTo TpeT-OyThi ((1S,4S)-4-amuHONMKIOTeKCmIT)KapOamara Ha cragun G
(1100 mr). MC (UDP): macca, paccuntannas aiust CygHp7NsOsS, 513,6; m/z mo pesyibratam aHamusza: 514,2
[M+H]". '"H SIMP (400 MI'ti, CD;0D): & 8,12 (d, J=5, 6 T, 1H), 7,42-7,33 (m, 2H), 7,23-7,18 (m, 1H), 7,16-
7,11 (m, 1H), 7,10-7,04 (m, 2H), 7,04-7,01 (m, 1H), 6,98-6,93 (m, 1H), 5,85 (d, J=5,6 I'u, 1H), 4,44-4,38 (m,
1H), 3,40-3,34 (m, 1H), 2,09 (s, 3H), 1,90-1,68 (m, 6H), 1,60-1,43 (m, 2H).

Cramus B. N-((1S,2R)-2-(2-(IumeTrnaMuHO )arieTaMuI0 JIKiIorekcnn)-5-(*S)-(2-metmn-4-penokcnde-
HU)-4-0Kc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaanenadrinen-2-kapookcamua. K pactBopy N-((1S,2R)-2-
aMUHOIIMKJIOTeKCHI)-5-(*S)-(2-MeTun-4-penokcudenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rprazaanenad-
THneH-2-kapookcamuaa (80 mr, 0,16 MMOIIB) U 2-(IUMETHIIAMHUHO) YKCYCHOHM KUCIOTHI (60 mr, 0,2 3 MMOTb) B
6e3sogaoM DMF (2 M) nobasnsiim HATU (89 wmr, 0,2 3 mmons) u DIPEA (40 mr, 0,31 MMOJIh) 1 TepeMeniBa-
JIM PEaKIyio B TEYCHHWE HOYM MPH K. T. OCTaTOK OYMIIAIN C IMOMOIIBIO KOJOHOYHOH uren-xpoMaTorpadun ¢
MOJIyYEHUEM YKa3aHHOTO B Ha3BaHUU coequHeHUs (66 mr, BbIx0A 71%) B BUAE >KENATOr0 TBEPAOrO BEIECTBA.
MC (U3P): macca, paccuntannas mist Ci;HzuNgO4S, 598,7; m/z mo pesynbratam anamusza: 599,2 [M+H]". 'H
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SIMP (400 MI'n, CD;OD): 6 8,32-8,26 (m, 1H), 7,43-7,34 (m, 2H), 7,29-7,23 (m, 1H), 7,19-7,12 (m, 1H), 7,11-
7,02 (m, 3H), 6,99-6,93 (m, 1H), 6,05-6,00 (m, 1H), 4,39-4,29 (m, 1H), 4,23-4,13 (m, 1H), 3,11 (s, 2H), 2,36 (s,
6H), 2,11 (s, 3H), 1,83-1,67 (m, 5H), 1,60-1,47 (m, 3H).

Mpumep  450.51  N-((1S,2R)-2-Amunonuxiiorekcnn)-5-(*S)-(2-metun-4-penoxcudenun)-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuUI.

NJ\NH BN, R
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VYka3aHHOE B Ha3BaHWM COCIMHEHHE MOJTYyYalIn CIIOCOOOM, aHAJIOTUYHBIM crioco0y mpumepa 1, craaus A ¢
npuMeHeHueM 5-(2-metmi-4-denokcudenmn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap-
00HOBOIT KUCIOTHI (TIpoMexkyTouHoe coenuuenue 1, Bkimouas CIIOCOB 1 XMPAJIBHOI'O PA3AEJIEHUS ¢
noixydeHnueM *S-arponousomepa) u Tpet-0ytuin ((1R,2S)-2-amuHonuknorekcmn)kapoamara. MC (MOP): macca,
paccuutannas i CogHy7NsO5S, 513,6; m/z mo pesympratam anammsa: 514,2 [M+H]". 'H sIMP (400 MTI'n,
CD;0D): & 8,12 (d, J=5, 6 I'i, 1H), 7,42-7,33 (m, 2H), 7,23-7,18 (m, 1H), 7,16-7,11 (m, 1H), 7,10-7,04 (m, 2H),
7,04-7,01 (m, 1H), 6,98-6,93 (m, 1H), 5,85 (d, J=5, 6 I'n, 1H), 4,44-4,38 (m, 1H), 3,40-3,34 (m, 1H), 2,09 (s,
3H), 1,90-1,68 (m, 6H), 1,60-1,43 (m, 2H).

[Tpumep 451. N-((1S,2R)-2- AxkprnaMug0AKIOTEKCHI )-5-(2-MeTUI-4 -peHOKCu(peHmI)-4-0KkCc0-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-kapOOKCaMuUI.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyHYall CIOCOOO0M, aHAJIOTMYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM  5-(2-mertun-4-deHokcudenmn)-4-okco-4,5-muruapo-3H-1-tna-3,5,8-rpnazaanenadtuiaeH-2-kapOoHOBOH
KHCJIOTHI (TpoMexyTodHoe coeaunenue 1, Bktodas CIIOCOB 1 XUPAJIBHOI'O PA3JIEJIEHUS ¢ momyueHu-
em *S-atpornonzomepa) u Tper-Oytun ((1R,2S)-2-amunonnkinorexcun)kapbamara. MC (MDP): macca, paccun-
tanHas st C31HyoN5O4S, 567,7; m/z mo pesynbraTtam aHanmsa: 568,5 [M+H]+. 'H aMmP (400 MI'i, CD;OD):
8,30 (d, J=5,5 T'u, 1H), 7,44-7,34 (m, 2H), 7,30-7,23 (m, 1H), 7,19-7,12 (m, 1H), 7,11-7,02 (m, 3H), 6,99-6,92
(m, 1H), 6,47-6,34 (m, 1H), 6,31-6,21 (m, 1H), 6,05 (d, J=5,5 I'u, 1H), 5,69-5,60 (m, 1H), 4,46-4,35 (m, 1H),
4,21-4,10 (m, 1H), 2,11 (s, 3H), 1,84-1,47 (m, 8H).

[Tpumep 452, N-((1S,2R)-2-AmunonmknomnenThn)-5-(*S)-(2-metmn-4-penoxkcudennn)-4-okco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYka3aHHOE B Ha3BaHHH COEAMHEHUE IOTydad CIIoco00OM, aHAIOTMYHBIM CIIOCO0y mpuMepa 1, craaus A, ¢
IIPUMEHECHUEM 5-(2-metnn-4-penoxkcndennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrmien-2-

KapOOHOBOH KHCIJIOTHI (TIpoMexyTouHoe coequnenue 1, Bkmodas CIIOCOB 1 XMPAJIBHOT'O PA3JIEJIEHIN A
¢ noxyueHneM *S-arpornonzomepa) u tper-oyTri ((1R,2S)-2-amunonmkionentn)kapdbamara. MC (UOP): mac-
ca, paccuntanHas s Cp;HpsN5O5S, 499,6; m/z mo pesynpTaram ananmmza: 500,4 [M+H]+. 'H amP (400 MTI'm,
CD;0OD): & 8,33 (d, J=5, 9 T'u, 1H), 7,45-7,33 (m, 2H), 7,28-7,23 (m, 1H), 7,20-7,13 (m, 1H), 7,10-7,04 (m, 3H),
7,00-6,93 (m, 1H), 6,07 (d, J=5, 8 T'u, 1H), 4,52-4,42 (m, 1H), 3,80-3,68 (m, 1H), 2,24-2,13 (m, 2H), 2,11 (s,
3H), 2,00-1,85 (m, 2H), 1, 80-1, 64 (m, 2H).

IMpumep 453. N-((1R,2S)-2-AMUHOIUKIOTCHTH )-5-(4-U30TPOTIOKCH-2-MeTHI(heHMI )-4-0KCc0-4,5-TUTH]T-
po-3H-1-tma-3,5,8-tpuazaanenadruneH-2-kapOokcaMuI.
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HoN
VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
MIPUMEHEHUEM  5-(4-U30TpOTIOKCH-2-MeTHIGeHIT)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHadrineH-2-
KapOOHOBOM KHCIOTHI (TIpoMexyTouHoe coenuHeHue 31) u  Tper-Oyrun  ((1S,2R)-2-aMHUHOITUKITIOTICH-
tun)kapb6amarta. MC (UOP): macca, paccuntannas mist Cy,H,7NsO3S, 465,6; m/z o pesynbratam aHanmsa: 466,2
[M+H]". "H SIMP (400 MTI't, CD;0OD): & 8,19-8,06 (m, 1H), 7,16-7,06 (m, 1H), 6,98-6,84 (m, 2H), 5,89-5,79
(m, 1H), 4,69-4,59 (m, 1H), 4,53-4,43 (m, 1H), 3,65-3,52 (m, 1H), 2,20-2,03 (m, SH), 1,97-1,81 (m, 2H), 1,78-
1,60 (m, 2H), 1,38-1,28 (m, 6H).
Ipumep 454. N-((1S,3R)-3-AneTaMHIOIMKIONEHTI)-5-(4-N30TPONOKCH-2-MeTHIIeHIT )-4-0KC0-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUH COEIMHECHHE MTOTyYall CTIOCOO0M, aHAJIOTHYHBIM CIIoco0y mpuMepa 1, ¢ mpuMeHe-
HUEM  S5-(4-uzomnpomnokcu-2-meTuindennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenad trieH-2-kapoo-
HOBOM KHCJIOTHI (IIpOMEXyTouHoe coemuHeHue 31) w ¢ mnpumeHenwem Tper-Oytmir  ((1R,3S)-3-
aMUHOIIMKJIOTICHTHJT)KapbaMaTa Ha cTaauu A u aneTwixiaopuaa Ha craguu B. MC (MDP): macca, paccuntanHas
s CogHyN504S, 507,6; m/z 1o pesynbTatam anammsa: 508,2 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,30 (d,
J=5, 6 I'n, 1H), 7,22-7,15 (m, 1H), 6,99-6,95 (m, 1H), 6,94-6,88 (m, 1H), 6,02 (d, J=5,6 I't, 1H), 4,70-4,61 (m,
1H), 4,39-4,26 (m, 1H), 4,17-4,05 (m, 1H), 2,48-2,38 (m, 1H), 2,10 (s, 3H), 2,08-1,88 (m, SH), 1,81-1,64 (m,
2H), 1,62-1,48 (m, 1H), 1,35-1,32 (m, 6H).

[Mpumep 455. N-((1R,2S)-2- AmuHonuknonenTun)-5-(3-n3onponuidenun)-4-okco-4,5-murnapo-3H-1-tna-
3,5,8-TpuazaarenadTrineH-2-kapOoKcaMHIIL.
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VYka3aHHOE B Ha3BaHUH COCAMHEHHE TIOJIyJall CIOCOO0M, aHAJIOTHYHBIM CIIOCO0y mpuMmepa 1, ¢ mpumeHe-
HUeM 5-(3-nzonponmidenun)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenadTunen-2-kapOooHOBOH KHCIIO-
ThI (mpumep 42 8, mpoxykT cramuu A) u tper-Oytua ( (1S,2R)-2-amunonmkinonentin)kapbamara. MC (MDP):
Macca, paccuntanas it Co3HysNsO,S, 435,17; m/z mo pesynbratam aHanmza: 436,2 [M+H]". 'H sIMP (400
MI'n, CD;0OD): 6 8,17 (d, J=5,6 I'y, 1H), 7,54-7,46 (m, 1H), 7,42-7,36 (m, 1H), 7,25-7,19 (m, 1H), 7,20-7,11
(m, 1H), 5,97 (d, J=5, 6 T'u, 1H), 4,52-4,44 (m, 1H), 3,71-3,54 (m, 1H), 3,03-2,94 (m, 1H), 2,19-2,09 (m, 2H),
1,98-1,82 (m, 2H), 1,78-1,64 (m, 2H), 1,30-1,27 (m, 6H).

Mpumep  456.  N-((1R,2R)-2-I'mapoKcUIMKIONEHTIIN)-5-(4-130pONOKCH-2-Me T eHn )-4-0Kkc0o-4,5-
murunapo-3H-1-tna-3,5,8-Tpruazaanenad TuiaeH-2-KkapOOKCaMUI.
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VYka3zaHHOE B Ha3BaHUH COCTUHCHUE TOTyYaln CIocOO0M, aHAIOTUYHBIM crioco0y mpumMepa 1, craaus A, ¢
MIPUMEHEHUEM  5-(4-U30TPOTIOKCH-2-MeTUIGeHIT)-4-0kc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrineH-2-
KapOOHOBOM KHUCIOTHI (mpoMexytounoe coenuHenune 31) u (1R,2R)-2-amuHOIMKIIONEHTaHONIA 0€3 yaaleHus
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3amuTHOM rpynmsl ¢ momorieio HCI/MeOH. MC (M3P): macca, paccuutannas mist Co4H,6N4O,4S, 466,6; m/z o
pesymnpTaTaM aHamma: 467,1 [M+H]". 'H aMP (400 MI'u, CD;0OD): 6 8,29 (d, J=5, 6 I'n, 1H), 7,22 -7,15 (m,
1H), 7,00-6,94 (m, 1H), 6,94-6,87 (m, 1H), 6,02 (d, J=5, 6 I'n, 1H), 4,70-4,61 (m, 1H), 4,18-4,01 (m, 2H), 2,18-
2,08 (m, 4H), 2,04-1,95 (m, 1H), 1,83-1,72 (m, 2H), 1,65-1,55 (m, 2H), 1,37-1,30 (m, 6H).

IIpumep 457. N-((1S, 2R)-2-AmuHOonMKIOTEKCHN )-4-0KC0-5-(4-heHokcudenmn)-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapookcaMu.
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B cyxoifi cmuHTWUIIOHOHHBIA (rmakoH B arMocdepe Ar mobaBmsamu  Tper-OyTHi-(1R,2S5)-2-
amuHomMKIIOTekcmikapoamar (191 mr, 0,891 mmons), THF (2,097 mn) u DIPEA (0,262 mi, 1,50 mmons). B
JIAHHBIA PEaKIIMOHHBIA PACTBOP MEJICHHO MOOAaBISIM MpH NepeMemuBaHuu B TedeHue 10 muH. 4-okco-5-(4-
(dbenoxcudennn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapOoHWIXIOpHT  (TIPOMEKYTOUHOE CO-
equaenne 9, 13,11 M, 0,04 M, 1 MMoOJTB) 1 TTepeMeIIMBaIl B TeUeHHEe 2 4. Peakiuio racuin BOJA0OM, 9TO TIPHBO-
JIAITO K 00pa3oBaHUIO Ocajika. PacTBop GuibTpoBanmy Il BBIIEICHUS TBEPIOTO BEUICCTBA M TBEPAOC BEIISCTBO
obpadareBast DCM (5 mi) u HCI (5 M, B adupe, 2 M). Peaknmro HarpeBasm 1o 60°C B Teuenne 10 MuH u
3aTeM IepeMEIIUBAIIN IPU KOMHATHON TEMIIEpPaType B TCUCHUE HOYU. Peakinio KOHIICHTPHPOBAIH JTOCYXa, pac-
TBOPSUTM B METAHOJIE W oYUM ¢ nomotubio Gilson obpammenno-gasosoit HPLC ¢ nonyuennem ykazaHHOTO B
Ha3BaHUM coenuHeHus (8,3 mr, Beixon 2,9%). MC (MIDP): macca, paccuntannas st Cy7HpsNsO3S, 499,6; m/z
o pe3ynbrataM ananmusa: 500,0 [M+H]+. 'H IMP (400 MTI'i, CD;OD): 6 8,30 (d, J=5, 6 I'u, 1H), 7,47-7,32 (m,
4H), 7,26-7,03 (m, 5H), 6,17 (d, J=5, 6 ', 1H), 4,31-4,05 (m, 1H), 2,11-1,53 (m, 8H).

Mpumep  458.  N-((1S,2S)-2-AKpriIaMuIOIUKIONEHTNN)-5-(2-MeTH-4-(heHokcudenun)-4-okco-4,5-
muruapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMuI.

SReW
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VYka3zaHHOE B Ha3BaHHU COCITUHCHUE MOTyYalld CIOCOOOM, aHAIOTUYHEIM TpuMepy 1, ctamus A, ¢ mpuMe-
HEHHEM 5-(2-metnn-4-dpenokcudennn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad ruien-2-kapoo-
HOBOI KHUCIOTHI (IpOMexKyTouHOe coenunenue 1) u tper-Oytmia ((1S,2S)-2-aMUHONMKIIOIEHTHI)kKapbaMaTa Ha
cramuu A. MC (UDP): macca, paccumrannas st Cs;gHy7NsO4S, 553,6; m/z mo pesynbratam amamuza: 554,2
[M+H]". '"H SIMP (400 MI'n, cmecs JICMO-dg u CD;0D): & 8,26 (d, J=5,3 I'u, 1H), 7,42-7,32 (m, 2H), 7,31-
7,24 (m, 1H), 7,16-7,08 (m, 1H), 7,08-6,98 (m, 3H), 6,95-6,87 (m, 1H), 6,20-6,11 (m, 1H), 6,10-6,01 (m, 1H),
5,93 (d, J=5,4 I'u, 1H), 5,56-5,44 (m, 1H), 4,26-4,16 (m, 1H), 4,16-4,12 (m, 1H), 2,10-1,86 (m, SH), 1,73-1,60
(m, 2H), 1,60-1,50 (m, 1H), 1,48-1,40 (m, 1H).

IIpumep  459. N-((1S,2R)-2- AxkprnaMuOIUKIOTICHTHN )-5-(2-MeTnI-4-peHoKcudeHw)-4-0kco-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad TuiaeH-2-kapOOKCaMUI.
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VYkazaHHOE B Ha3BaHUU COCTUHECHHE MTOTydalld CIOcoOOM, aHAIOTUYHEIM IpuMepy 1, ctamus A, ¢ mpuMe-
HeHueM  5-(2-metmn-4-penokcudenun)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-"Tpuazaanenad tuneH-2-kapOooHo-
BOW KHUCIIOTHI (TIpoMexyTouHoe coeauHenne 1) u tper-Oytun ((1R,2S)-2-amuHomukiionenTm)kapbamara Ha
cramuun A. MC (IDP): macca, paccunrannast it C;oH,,NsO4S, 553,6; m/z mo pesynbraTtam aHamusza: 554,2
[M+H]". 'H SIMP (400 MI'r, IMCO-dq): & 10,03 (s, 1H), 8,30 (d, J=5,5 ', 1H), 7,92-7,81 (m, 1H), 7,79-7.67
(m, 1H), 7,48-7,39 (m, 2H), 7,39-7,30 (m, 1H), 7,22-7,14 (m, 1H), 7,13-7,04 (m, 3H), 6,99-6,92 (m, 1H), 6,27-
6,16 (m, 1H), 6,09-6,02 (m, 1H), 5,94 (d, J=5,4 I'u, 1H), 5,60-5,49 (m, 1H), 4,33-4,19 (m, 2H), 2,03 (s, 3H),
1,97-1,82 (m, 2H), 1,78-1.68 (m, 2H), 1,66-1,46 (m, 2H).
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IMpumep 460. 5-(4-(3-((2-Lnanodenoxcn)merwi)peHokcH)-2-MeTHiadeHwm)-N-1KIorekcui-4-okco-4,5-
muruapo-3H-1-tua-3,5,8-tpuazaanenad TuieH-2-kapOOKCaMUI.

©:CN
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O
“>~s 0

N

K cmecu nuknnorekcanamuHa (67 mr, 0,67 mmois) B 10 Mt cyxoro THF nobasmsmu 1 M Me; Al (2 mu, 2,0
MMOJIb) ITPA KOMHATHOHM TeMIIepaType U lepeMelInBaIi TP KOMHATHOW Temneparype B TedueHue 30 MHH, 3aTeM
no6aBis MeTHII-5-(4-(3-((2-umanodenokcu)Metin)peHoken)-2-MeTrindenmn)-4-oxco-4,5-auruapo-3H-1-tua-
3,5,8-tpuazaanenadtuneH-2-kapbokcmnar (mpomexxyrodHoe coenunenne 43, 187 mr, 0,33 MMoib) U TiepeMe-
muBaM B atMochepe N, ¢ 00paTHBIM XOJIOAMILHUKOM B TeueHHe 16 4. Peakiurio racwiy myTeM IT00aBIICHUS
MeOH (3 min), pazbasnsuin CH,Cl,, ¢punstpoBanu yepes Celite®. OuibTpaT KOHICHCHPOBAIN, OYHIIAIH C HO-
moursio npenapatuBHoil TLC (MeOH/DCM=1/50). (69 mr, Bexox 33%). MC (U3P): macca, paccanTanHas s
C36H31N50,S, 629,7; m/z no pesynbratam anammsa: 630,3 [M+H]". 'H SIMP (400 MI'w, .JIMCO-d¢): & 8,31-8,20
(m, 1H), 8,20-8,15 (m, 1H), 7,74-7,69 (m, 1H), 7,68-7,61 (m, 1H), 7,50-7,42 (m, 1H), 7,34-7,29 (m, 1H), 7,29-
7,24 (m, 2H), 7,24-7,20 (m, 1H), 7,12-7,04 (m, 3H), 6,98-6,92 (m, 1H), 5,84-5,79 (m, 1H), 5,32 (s, 2H), 3,80-
3,69 (m, 1H), 2,03 (s, 3H), 1,87-1,78 (m, 2H), 1,76-1,67 (m, 2H), 1,63-1,53 (m, 1H), 1,37-1,23 (m, 5H).

IMpumep 461. N-(5-(4-(3-((2-LUnanodenokcu)mernin)peHokcn )-2-metrminpernn)-4-oxco-4,5-muruapo-3H-1-
tHa-3,5,8-TprazaaneHad THiIeH-2 -1IT) IUKIIONPOIaHKapOOKCaMUI.
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Cramust A. 5-(4-(3-((2-Lnanopenokcn)mern)heHokeH)-2-MeTuiadenun)-4-okco-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarenadTrineH-2-kapOOHOBas KHCIIOTA.

VYka3aHHOE B Ha3BaHUM COCAMHEHHUE ITOJYYalM CHOCOOOM, aHAJOTMYHBIM CIIOCO0Y MPOMEXYTOUHOTO CO-
enunenus 1, craaus F, ¢ npumenennem metmn 5-(4-(3-((2-unanodenokcn)MeTrin)peHOKCH)-2-MeTUIIh eHHIT )-4 -
okco-4,5-nurnapo-3H-1-tua-3,5,8-rprazaaneHad riiien-2-kapookcunara (IpoMeXyTouyHoe coeuHeHue 43).

Cramus B. tper-Bytun (5-(4-(3-((2-umanodenokcn)meTnin)hpeHOKCH)-2-MeTHIheH)-4-0Kco-4,5-Turu -
po-3H-1-tma-3,5,8-tpuazaanenadtunen-2-mn)kapbamar. K cycnemsun 5-(4-(3-((2-umanodeHoxcu)meTi)de-
HOKCH)-2-MeTunheHmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenad rrneH-2 -kapOooHOBOM KHUCIIOTHI
(1,7 1, 3,1 mmomnb) B 60 Mt CH,Cl, m06aBIisiiin okcanuaxyiopua U ogHy kammo DMF, 3aTem nepeMenmBaiy mpu
KOMHATHOW TeMIlepatype B TeueHue 3 4. 3aTeM KOHICHTPUPOBAJIH, H00aBISUIN alleToH U oxyaxkaanu 10 0°C Ha
nensHON OaHe, mobGaBismu pactBop NaNs B Bojie W nepeMemuBaiu B Teuenne 30 muH, pazbasmsum B EtOAc,
MPOMBIBAIN BOJOHN, COJIEBBIM PAaCTBOPOM, BBICYIIUBAIN M KOHIEHTPHPOBaIU. OCTaTOK pa30aBiIsiid B TOIYOJIE U
HarpeBajgy ¢ oOpaTHBIM XOJOIUIHLHUKOM B TeueHue 1 4, 3aTem mobaBisimm n-BuOH u HarpeBanu ¢ oOpaTHBEIM
XOJIONWILHAKOM B TEUCHHE 2 4, 3aTeM KOHICHTPHUPOBAJIHM M OYHINAIM C MOMOLIBIO (uem-xpoMaTorpaduu
DCM/MeOH c noyueHueM )eaToro Teepaoro Bemiectsa. (950 mr, Beixon 49%).

Cramus C. 2-((3-(4-(2-Amuno-4-oxco-3,4-nuruapo-5H-1-tua-3,5,8-rpuazaanenad ruieH-5-mn)-3-MeTui-
(heHOKCH)OCH3MIT)OKCH)OCH30HUTPIIT.  PacTBop  TpeT-0yTHiI-(5-(4-(3-((2-11maHO(peHOKCH ) METHIT) PCHOKCH )-2 -
MeTmiheHnn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadrunen-2-mi)kapdbamara (750 mr, 1,21 mmois)
B 2,2,2-tpudTopatanoie (50 mur) HarpeBamu B MUKPOBOTHOBOH nipu 120°C B Teuenue 1 4, 3aTeM KOHIIEHTPUPO-
BN U OYHMINAIU C IoMoulpio ¢uem-xpomatorpaduu ¢ npumeneaneM DCM/MeOH ¢ mosmy4eHHEM KenToro
TBeporo BemecTsa (450 mr, BeIxoz 72%).

Cramus D. N-(5-(4-(3-((2-LInanodenokcn)meTin)heHOKCH )-2-MeTuih e )-4-okco-4,5-quruapo-3H-1-
THa-3,5,8-TpruasaaneHad TuiaeH-2-ui)IUKIonponankapookcamun. K pactBopy  2-((3-(4-(2-amuu0-4-0kc0-3,4-
murunapo-SH-1-tna-3,5,8-Tprazaanenad tuiaeH-5-ui)-3-MmeTuindeHoKCH ) OeH3u ) okcn ) oeH3oauTpmia (35,0  wr,
0,0673 mMomnp) u 4-metunmopdonuHa (6,8 mr, 0,0673 mmons) B CH,Cl, (20 mit) moGaBisiiim MAKIONPOITIAHKAP-
6onnxnopua (7,0 mr, 0,0673 Mmons). Peakiuio mepeMemBaiy Ipu KOMHATHOH Temmepatype B TedeHue 30
MHH, 3aTeM KOHIICHTPUPOBAIHM M OYMINAIM C TOMOIIBIO KOJOHOYHOH ¢uem-xpomartorpadguu (MeOH/Bona) c
MOJyYeHHEM yKa3aHHOTO B Ha3BaHuM coeanHenus (15 mr, Beixon 38%). MC (MOP): macca, paccunTanHas Juis
C33H,sN50,S, 587,6; m/z 1o pesymbTaTaM aHamm3a: 588,1 [M+H]". 'H aMmP (400 MI't, PMSO-dg): 6 10,45 (s,
1H), 10,12 (s, 1H), 8,08 (d, J=5,4 I'n, 1H), 7,73-7,68 (m, 1H), 7,67-7,60 (m, 1H), 7,50-7,40 (m, 1H), 7,36-7,24
(m, 3H), 7,23-7,17 (m, 1H), 7,11-7,02 (m, 3H), 6,98-6,92(m, 1H), 5,80 (d, J=5,4 T'n, 1H), 5,30 (s, 2H), 2,04 (s,
3H), 1,73-1,65 (m, 1H), 0,87-0,81(m, 4H).
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IMpumep 462. N-Lluknorekcmi-5-(2-merun-4-dpeHokcudenmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpu-

azaaneHaTHICH-2-KapOOKCaMuI.
SROW
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MTOJIYIATH CIIOCOO0M, aHAIOTHIHBIM CITOCO0y mpumepa 1, cramus A, ¢
npuMeHeHneM S-(2-metmin-4-penokcndennn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad TuineH-2-kap-
OOHOBOW KHCIOTHI (IIPOMEXKYTOUHOE coeuHeHue 1) W mukioneHTamuna, 6e3 ymanenus 3amutsl HCI/MeOH.
MC (M3P): macca, paccuntanHas 11 C,sHygN,O5S, 498,6; m/z mo pesymbraTaM aHammsa: 499,2 [M+H]". 'H
SAMP (400 MI', .JIMCO-d¢): 6 10,14 (s, 1H), 8,36-8,32 (m, 1H), 7,95-7,89 (m, 1H), 7,49-7,41 (m, 2H), 7,41-
7,36 (m, 1H), 7,24-7,17 (m, 1H), 7,17-7,08 (m, 3H), 7,02-6,97 (m, 1H), 6,00-5,96 (m, 1H), 3,80-3,76 (m, 1H),
2,07 (s, 3H), 1,86-1,78 (m, 2H), 1,78-1,70 (m, 2H), 1,66-1,57 (m, 1H), 1,42-1,21 (m, 4H), 1,14-1,03 (m, 1H).

[pumep 463. N-Luknorekcun-4-okco-5-(4-penoxkcudenun)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaane-

HadTueH-2-KapOoKCaMuI.
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K cycnensunm  4-oxco-5-(4-dpenokcudenwmn)-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-xap-
OOHOBOIT KUCIIOTHI (MIpoMexkyTOYHOE coeauueHue 2, 109 mr, 0,27 mmons) B 10 Mt CH,Cl, nobaBnsiin okcaimi-
xyopun (70 mr, 0,54 MMoub) u oaHy ka0 DMF, 3atem nepememmuBanu nipu 40°C B Teuenne 2 4. [Tocie koH-
LCHTPUPOBAHUS MO/ BAKyyMOM Jiocyxa octatok pactBopsuti B 10 M CH,Cl, u 1o6aBnsiim pacTBOp ITHKJIOTEK-
canamuHa (55 wmr, 0,54 mmons) B 5 Mt CH,Cl,, mepeMeriuBaiy npu KOMHATHOHM TeMIIEpaType B TCUCHHE 5 MUH.
CMech KOHIIEHTpUpoBaM U ounmanu ¢ nomomsio ISCO ¢ npumenennem MeOH/H,O B kauecTBe 3JIrOCHTA C
MOJy9eHNEM YKa3aHHOTO B Ha3BaHHM COCIMHEHHS B BHJE KEITOTO TBEPAOTO BemiecTBa. (46 mr, BbIxon 35%).
MC (M3P): macca, paccuntanHas 1ui C,7HouN,O5S, 484,6; m/z mo pesymbraTaM aHammsa: 485,2 [M+H]". 'H
SAMP (400 MI', .AMCO-dg): 6 8,29 (d, J=5, 1 T'n, 1H), 7,94-7,92 (m, 1H), 7,42-7,40 (m, 4H), 7,30-7,04 (m,
5H), 6,04 (d, J=5,2 T'y, 1H), 3,78-3,68 (m, 1H), 1,85-1,52 (m, 5H), 1,34-1,08 (m, SH).

IMpumep 464. N1-((E)-4-(((1S,2R)-2-(5-(6-N200yTHn-4-Me THIMTAPUINH-3 -11)-4-0KCc0-4,5-nuruapo-3H-1-
THa-3,5,8-TprasaaneHad THICH-2-KapOOKCAMHUIO ) ITUKJIONIEHTIIT)aMUHO )-4-0Kc00yT-2-eH- 1 -ni)-N5-(15-0kco-19-
((3aS,4S,6aR)-2-oxcorekcaruapo-1 H-tueno| 3,4-d jumunazon-4-nmn)-4,7,10-rpuokca- 1 4-a3aHoHa ASTIHI )Ty Ta-
pamu.
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Cramust  A. tper-bBytun-((E)-4-(((1S,2R)-2-(5-(*S)-(6-n300yTin-4-metnnmupuans-3-un)-4-oxco-4,5-1u-
ruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapOooKcaMuI0 ) IUKJIOTICHTHIT)aMUHO ) -4-0Kco0yT-2-eH- | -ui)Kap-
6amar. Cmecs (E)-4-((Tper-0yTOKCHKapOOHIIT)aMHHO )0y T-2-€HOBOI KHCIIOTHI (TIPOMEKYTOYHOE COSANHEHHE 23,
333,5 wmr, 1,657 mmonb), N-((1R,2S)-2-aMUHOIMKIONEHTHII)-5-(6-U300y THI-4-METHITUPUIUH-3 -FT)-4-0KCO-
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcamuna (mpumep 298, nmpoxykr co cragun A, 700,0
Mmr, 1,507 mmous), HATU (744,6 mr, 1,959 mmons), Tpudtiinamuna (456,5 mr, 4,52 mmone) 8 DMF (10,0 mur)
TIepeMeIMBajIi P KOMHATHON TeMIieparype B TedeHue 15 muH, u 3ateM TLC geMoHCTpHpoOBaia 3aBepIlIeHUE
peakuy. CMech OYHIIAIH C TOMOIIBI0O KOJIOHOYHOHW XpoMaTorpaduu ¢ 3II0MPOBAHUEM BOJA/METAHON C IOIY-
YeHHUEM IIeJIEBOTO COSAMHEHHS B BHJIE CBETIIO-JKEITOro TBepaoro Bemiecta (500 mr, Beixox 60%).

Cramus  B. NI-((E)-4-(((1S,2R)-2-(5-(6-N300yTHn-4-Me THITUPHUINH-3 -11)-4-0KCc0-4,5-nmuruapo-3H-1-
THa-3,5,8-TprazaaneHad THICH-2-KapOOKCAMHUIO ) ITUKJIONIEHTHIT)aMUHO )-4-0Kkc00yT-2-eH- 1 -1i)-N5-(15-0kco-19-
((3aS,4S,6aR)-2-okcorekcarnapo-1H-tueno[ 3,4-d Jumunazon-4-mn)-4,7,10-rpuokca- 1 4-a3aHoHa e )Ty Tapa-
mun. Pacteopsumn Tpet-0yTnn-((E)-4-(((1S,2R)-2-(5-(6-u300yTHI-4-Me THIIUPUIUH-3-1101)-4-0KC0-4, 5 - TUruApo-
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3H-1-tna-3,5,8-TpnazaanenadrrieH-2-kapOoKcaMHI0 ) IUKIIOIIEHTHII ) aMHHO )-4-0Kkco0yT-2-eH- 1 -mi)kapbamar
(500 mr, 0,772 mmonb) B 4 1. HCI B Meranone (10,0 mur), 3aTeM nepeMeriBaii Npu KOMHAaTHON TeMIeparype B
TedeHne | 4, KOHIEHTPUPOBAIU C MOJydeHueM mpoaykra 0e3 Boe. Cmech 5,21-amokco-25-((3aS,4S,6aR)-2-
okcorekcaruapo-1H-tueno|3,4-dJumunazon-4-nmn)-10,13,16-tpruokca-6,20-11a3aneHTak03aHOBOM KHCITOTHI
(432,8 mr, 0,772 mmonb), HATU (440,1 mr, 1,158 MMous), TpudTrnamuna (312,2 mr, 3,087 mmois) B DMF (5,0
MIT) TIEpEMEIINBAIIN TIPH KOMHATHOH TeMIIepaType B TEYEHHE 5 MUH C MOJIYYCHHEM PacTBOpa C aKTUBHPOBAH-
HBIM cIIOKHBIM ddupom. [IpomykT 6e3 Boc pactBopsiim B DMF (5,0 M), 3areM k HeMy I0OOaBIISIIIH pacTBOP C
AKTUBHPOBAHHBIM CIOXHBIM 3¢upom. CMmeck nepemeruBany B TeueHrne 10 MUH pu KOMHATHOW TeMIeparype u
3areM TLC nemoHcTpHupoBana 3aBepiueHre peakiud. CMech OYMINAIN C MOMOIIBIO KOJIOHOYHOW Xpomarorpa-
¢um ¢ >IIOMpPOBaHUEM BOJIa/METAHOJ C MOJTYYEHHEM LIEJIEBOI0 COCUHEHHUS B BUJIE OEJIOr0 TBEPAOTO BELIECTBA
(350 wmr, Bexon 41,5%). MC (U3P): macca, paccuntannas ainst Cs3H7sNj1010S,, 1090,4; m/z mo pesynpratam
amammza: 1090,5 [M+H]". '"H SIMP (400 MTI't, CD;OD): & 8,41 (s, 1H), 8,33 (d, J=5,5 I'n, 1H), 7,42 (s, 1H),
6,75-6,66 (m, 1H), 6,12-6,00 (m, 1H), 6,03 (d, J=5,5 T'u, 1H), 4,52-4,37 (m, 3H), 4,32-4,26 (m, 1H), 3,92-3,87
(m, 2H), 3,64-3,59 (m, 4H), 3,59-3,54 (m, 4H), 3,53-3,47 (m, 4H), 3,27-3,15 (m, 5H), 2,94-2,87 (m, 1H), 2,75-
2,65 (m, 3H), 2,25-2,16 (m, 9H), 2,15-2,01 (m, 3H), 1,96-1,83(m, 3H), 1,82-1,67 (m, 8H), 1,66-1,53 (m, 3H),
1,46-1,36 (m, 2H), 1,03-0,96 (m, 6H).

IIpumep 465. N-((1R,25)-2-AxpunaMug0IAKIONESHTHN)-5-(4-MeTHI-6-(MTUPUMHUIUH-2-UIOKCH ) TAPUITHH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprnazaanenad TuieH-2-KapOOKCaMILI.
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Cramust  A. 5-(4-Metun-6-(MUpUMUANH-2-MIOKCH ) TUPUANH-3-11)-4-0kco-4,5-nurnapo-3H-1-Tua-3,5,8-
TpraszaaneHadTHICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BaHUM COEIMHEHHE IOJTydali cIiocoOoM, aHajo-
TUYHBIM CITOCO0Y TIONy4YeHHUs] MPOMEKYTOUHOTO coeauHenus 1, cramuu A, C-F, ¢ ucrmonp3oBanreM aMUHO-4-
METWITHPHUINH -2-0J1a ¥ 2-XJIOPOTTMPUMHUINHA HA CTaIuN A.

Cramus B. N-((1R,2S)-2-AkpunaMuI0ITUKIONCHTHN)-S5-(4-MeTHIT-6-(TUPUMHTAH-2 -WIIOKCH ) TUPHTUH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadTuieH-2-kapookcaMul. YKa3aHHOE B Ha3BaHWUU COCNIH-
HEHHUE TOJIyYall CIOCOOOM, aHaJOTHYHBIM CIOCOOy mpumepa 1, ctamus A, ¢ TIpUMEHEHHEM S5-(4-MeTHII-6-
(MMpUMUIVH-2-UII0KCH ) TUPUINH-3-111)-4-0Kkc0-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenadtuien-2-kapoo-
HOBOW KucnoThl 1 N-((1S,2R)-2-aMHHOIMKIONEHTHI )aKpHiIaMul (IIPOMEKYTOYHOE COeAMHEHUE 36), mpuueM
CTaIUI0 YHaJeHHs 3amuTHON Tpymmsl ¢ momombio MeOH/HCI ve npumensuin. MC (MDP): macca, paccuuTan-
Hast st Cy;H,4NgO4S, 556,6; m/z no pesynbpratam anamusa: 557,1 [M+H]+. 'H aMmPp (400 MTI', CD;OD): 6
8,73-8,66 (m, 2H), 8,39-8,34 (m, 1H), 8,32-8,28 (m, 1H), 7,42-7,28 (m, 2H), 6,34-6,17 (m, 3H), 5,67-5,58 (m,
1H), 4,50-4,37 (m, 2H), 2,30-2,24 (m, 3H), 2,15-2,02 (m, 2H), 1,97-1,86 (m, 1H),1,81-1,63 (m, 3H).

Ipumep 466. N-((1R,2S)-2-((E)-2-Llnano-3-1uKIONPONHIAMHUIO )IUKIONEHTH )-5-(*S)-(6-n300yTHII-4-
METHIHPUINH-3-11)-4-0kc0-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaaneHad e H-2-kapOokcamu/.

N
(@] /
Y\(\I o 74
*S HN O\
Na N)]\NH s

HN

B E

NS 0

K cmecn (E)-2-nano-3-nmkionponuiakpuinoBoi kucnotsl (25 wmr, 0,18 mmons), HATU (69 wmr, 0,18
MMONb) M TpwdTHiamuHa (46 wmr, 0,45 mmons) B DMF (1 wmi) nobGasmsmm pactBop N-((1R,2S)-2-
aMUHOIMKJIONEHTHN )-5-(*S)-(6-1300y THI-4-Me THIITTUPHU A H- 3 -1T)-4-0KCc0-4,5 - muruapo-3H-1-tua-3,5,8-
TpHazaaneHaTHIeH-2-kapookcamuaa (mpumep 298, npoaykt cramuu A, 70 mr, 0,15 mmons) B DMF (1 M) u
nepeMemuBain Tpu K. T. B TedeHne 10 muHyT. CMech OYHMINAIM C TOMONIBIO KOJOHOYHOHM (hem-
xpoMmatorpadum, 3areM ¢ nomonipio npenaparuBHoii TLC (MeOH/DCM=1/20) ¢ mony4deHreM yKa3aHHOTO B
Ha3BaHmu coenuaeHus (31 mr, Beixon 34%) B Buae xentoro tBepaoro semiectsa. MC (MOP): macca, paccun-
tanHas 1 C3;Hy3N;0;8S, 583,70; m/z mo pe3ynpratam ananmza: 584,2 [M+H]". 'H SIMP (400 MI'u, AMCO-
de): 6 10,31-9,98 (br, 1H), 8,45-8,26 (m, 2H), §,10-7,81 (m, 2H),

7,34 (s, 1H), 6,96-6,86 (m, 1H), 5,96-5,82 (m, 1H), 4,41-4,22 (m, 2H), 2,66-2,61 (m, 2H), 2,15-2,05 (m,
4H), 1,97-1,88 (m, 2H), 1,84-1,72 (m, 3H), 1,71-1,62 (m, 1H), 1,52-1,42 (m, 1H), 1,16-1,07 (m, 2H), 0,92 (d,
J=6, 6 'y, 6H), 0,85-0,75 (m, 2H).

[Mpumep 467: N-((1R,2S)-2-AxprnaMuIoMuKIOTeKCH)-5-(4-MeTHI-6-(TUpUIa3HH-3 -NIIOKCH ) TUPUIUH-3 -
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadTune -2 -kapookcaMuI.
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Cramus A. 5-(4-MeTun-6-(mupuaa3uH-3-wIOKCH )TUPUIHH-3-1)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-
TpuaszaaneHaTHICH-2-KapOOHOBasl KUCIOTa. YKa3aHHOE B Ha3BaHWU COCIMHEHHE TTOJIydall CIOCOOOM aHajo-
THYHBIM CHOCO0Y TOJIyYeHHS] POMEXYTOYHOTO COCJUHEHHS 25 ¢ MpUMEHEHHEM 3,6-AuXJIOpIUpUIa3uHa U 5-
aMUHO-4-MeTWINHPUINH-2-0J1a Ha CTAAUU A.

Cramuss  B. N-((1R,2S5)-2-AxpuiraMuIOIUKIOTEKCHIT)-5 -(4-MeTHII-6-(TUpHUIa31H- 3 -UITOKCH ) TAPUITAH-3 -
nn)-4-oxco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapookcaMul. YKa3aHHOE B Ha3BaHWU COCIH-
HEHUE TOyJalld CIocoO0M, aHAJIOTHMYHBIM CIOCOO0y mpumepa 1, cramus A ¢ mpuMeHeHHEM S5-(4-MeTHi-6-
(mupraa3uH-3 -WIOKCH ) TUPHINH-3-11)-4-0kc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOHOBOM
kucnoThl u N-((1S,2R)-2-amMuHOIIMKIOTeKCHIT)akpriamMuia (TIpoMexXyTodHoe coenuHeHne 40), mpudeM CTaauio
yraneHus 3amuTHOH rpynnsl ¢ nomomsio HCI/MeOH ne npumensutn. MC (MOP): macca, paccuuraHHas ais
CysHy6NgO4S, 570,6; m/z o pesynabTatam aHanmmza: 571,2 [M+H] “ 'H IMP (400 MI'u, CD;0OD): & 9,12-8,95
(m, 1H), 8,33-8,19 (m, 2H), 7,87-7,76 (m, 1H), 7,67-7,56 (m, 1H), 7,35 (s, 1H), 6,47-6,34 (m, 1H), 6,28-6,12
(m, 2H), 5,69-5,57 (m, 1H), 4,46-4,33 (m, 1H), 4,16-4,01 (m, 1H), 2,26 (d, J=7,6 I'y, 3H), 1,85-1,38 (m, 8H).

IMpumep 468: N-((1R,2S)-2-AxpriaMHIOIHUKIONEHTHI )-5-(2-MeTHII-6-(TUPUMHIMH-2 -UIOKCH ) TUPHHH-
3-un)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenad trneH-2-kapookcaMuI.
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Cramust A. 5-(2-Metnn-6-(TUpUMUAANH  -2-WIOKCH)TUPUANH-3-1)-4-0kco-4,5-nuruapo-3H-1-Tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOHOBAs KUCIOTA. Y Ka3aHHOE B Ha3BaHWU COCIUHCHUC MOJTyYaIHd CIIOCOOOM, aHAIo-
THYHBIM CIIOCOOY IMOJyYeHHs MPOMEXYTOYHOTro coeauHenus 1, cramum A, C-F ¢ npuMmeHeHHeM S5-aMHHO-0-
METHITTHPHUINH -2-0J1a U 2-XJIOPOTNUPUMHUINHA Ha CTaUH A.

Cramus C. N-((1R,2S)-2-AkprnaMuIOTIMKIONEHTHII)-5-(2-MeTHIT-6-

(MUPUMUINH-2-HITOKCH ) TAPUAWH-3 -1 )-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenad tuieH-2-
kapOokcamuz. YKa3aHHOE B HAa3BaHWU COCIMHEHHWE MOJIYYalll CIIOCOOOM, aHAJIOTHYHBIM CIIOCO0y mpumepa 1,
ctamus A C TpUMEHEHHeM S5-(2-MeTHiI-6-(MMpUMUINH-2-UIOKCH ) TUPUINH-3-11)-4-0kc0-4,5-nmuruapo-3H-1-
THa-3,5,8-TpruazaanenadTriaeH-2-kapOoHoBo#H KUCIOTH U N-((1S, 2R)-2-aMIHOIIMKITOTICHTHI )aKprJIaMHUIa

(mpoMexxyTouHOE coeMHeHre 36), IpUYeM CTaIuIo YAAJSHUS 3alUTHON Irpynmsl ¢ momoinsio HCI/MeOH
He npumenstn. MC (MDP): macca, paccuntannas 1 Cyp;Hp4NgO4S, 556,6; m/z o pesynpratam ananmsa: 557,0
[M+H] *. "H SIMP (400 MI'ti, CD;0D): & 8,72-8,67 (m, 2H), 8,36-8,32 (m, 1H), 8,02-7,92 (m, 1H), 7,37-7,32
(m, 1H), 7,31-7,25 (m, 1H), 6,33-6,16 (m, 3H), 5,66-5,60 (m, 1H), 4,48-4,35 (m, 2H), 2,34-2,27 (m, 3H), 2,18-
2,02 (m, 2H), 1,97-1,86 (m, 1H),1, 84-1, 63 (m, 3H).

[Mpumep 469. N-((1R,2S)-2-AxprnamugonuxioneHtun)-5-(*S)-(4-metni-6-okco-1-(mupugasun-3-mn)-1,6-
JTUTHAPOIIUPUINH-3-11)-4-0Kc0-4,5-murnapo-3H-1-tua-3,5,8-rpuazaaneHad rrieH-2-kapOoKkcaMu.
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Cramust A. N-((1S,2R)-2-amunonuknonentun)akpuwiamua. Pacteop tper-6ytuin-((1R,2S)-2-axpunamuno-
muKIoNeHTI)Kapbamara (363 mr, 1,42 mmons) B 4,0 H. HCI/MeOH nepemeniBanyu mpu KOMHATHOM TemIiepa-
Type B TeueHHe | 4. PeakMOHHYIO0 cMeCh KOHIICHTPHUPOBAIU MPH MOHMKCHHOM JABJICHUU ¥ MOJyYald HEOYH-
IIeHHOE coeinHeHue Ha cTaaun C 6e3 TOMOTHUTEIbHON OYHCTKH.

Cramust B. 5-(4-metun-6-okco-1-(mupunasus-3-ui)-1,6-murunponupuana-3-mi)-4-oxco-4,5-qurugpo-3H-
1-tna-3,5,8-rpnazaaneHad TuieH-2-kapOOHOBasT KUCJIOTA. Y Ka3aHHOE B HA3BAHUH COSAMHECHHE TOTYJalld CITOCO-
OOM, aHAJOTUYHBIM CHOCO0Y TIOJMYYCHHS MPOMEKYTOYHOTO COEIWHEHHS 25, ¢ TpuUMEHeHueM 3,6-
TUXITOPIIMPHUIIA3HHA U S-aMHUHO-4-METHITTUPUIUH-2-0J1a Ha CTaINH A.

Cramus  C. N-((1R,25)-2-AxpmiamugonukionerTai)-5-(*S)-(4-metnun-6-okco-1-(mupumazun-3-wmn)-1,6-
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JTUTHAPOIIUPUINH-3-11)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-tprazaancHad uieH-2-kapOokcamMu. Y Ka3aHHOE
B Ha3BaHHUH COCIUHCHUE MOIyYaId CIIOCOOOM, aHAJOTHYHBIM CIIOCO0yY TpuMepa 1, craaus A, ¢ IPUMEHCHHEM S5-
(4-meTmin-6-okco- 1 -(mupumaa3un-3-wmin)- 1 ,6-TUruAp onupuIuH-3-1m)-4-okco-4,5-nmuruapo-3H-1-tua-3,5,8-tpu-
azaaneHadTriIeH-2-kapOoHoBoi kucnoTel U N-((1S,2R)-2-amuHonmkIoneHTm)akpwiaMuaa (cramus A) 6e3
yAaJeHus 3amuTHOM Tpymibl ¢ moMoimbio HCI/MeOH, npu 3ToM 0YnCTKa ¢ IPUMEHEHHEM KOJIOHOYHOH (rier-
xpoMmaTtorpadguu odecreynBaia MONTyYCHHE YKa3aHHOTO B Ha3BaHWHM COCAWHCHHUS B BHIe *S-atpomomzomepa.
MC (M3P): macca, paccuntanHas 11 C,7HouNgO,4S, 556,6; m/z mo pesymbTaTaM aHanmmsa: 557,2 [M+H]". 'H
SAMP (400 MTI'i, CD;0D): 6 9,25 (d, J=4,6 I'u, 1H), 8,44-8,39 (m, 1H), 8,31 (s, 1H), 8,25 (d, J=9, 0 ', 1H),
7,95-7,83 (m, 1H), 6,72 (s, 1H), 6,61-6,55 (m, 1H), 6,34-6,09 (m, 2H), 5,61 (d, J=9,7 I'n, 1H), 4,50-4,35 (m,
2H), 2,14 (s, 3H), 2,11-2,00 (m, 2H), 1,98-1,84 (m, 1H), 1,81-1,59 (m, 3H).

IMpumep 470. N-((1R,2S)-2-AxpunamugonukioneHTun)-5-(*R)-(4-metuin-6-oxco-1-(nmupunasus-3-ui)-1,6-
JTUTHAPOIIUPUINH-3-11)-4-0Kkc0-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanecHad truieH-2-kapOoKcaMu.
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Kononounast ¢uemr-xpomarorpadus u3 npumepa 4 69, cragms B, obecneumBana momydenue *R-
atporom3omepa. MC (UDOP): macca, paccuntannas mius Cy;H,4NgO4S, 556,6; m/z mo pe3ynbprataM aHaau3a:
557,2 [M+H] *. '"H SIMP (400 MI'u, CD;0D): & 9,24 (d, J=4,6 I'y, 1H), 8,40 (d, J=5,5 I'n, 1H), 8,36 (s, 1H),
8,25 (d, J=8,8 I't, 1H), 7,93-7,86 (m, 1H), 6,71 (s, 1H), 6,56 (d, J=5,5 'y, 1H), 6,32-6,12 (m, 2H), 5,61 (d, J=9,7
I'm, 1H), 4,48-4,29 (m, 2H), 2,13 (s, 3H), 2,11-2,00 (m, 2H), 1,98-1,83 (m, 1H), 1,81-1,58 (m, 3H).

IIpumep 471. N-((1R,2S)-2-AKpruIaMHIOTMKIONEHTIUI)-5-(4-MeTHIT-6-(TTMpHUIa31UH-3 -UIOKCH ) TAPUIAH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoKCaMHuI.
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Cramuss A. N-((1S,2R)-2-AMuHomnukIoneHTIII)akpriamMun.  PactBop  TpeT-0yTun-((1R,2S)-2-axkpu-
amugonukiorekcun)kapoamara (800 mr, 1,9 mmons) B 4 M HCl 8 MeOH (2 M) mepememnBaiy Mpu KOMHAT-
HOW Temmepatype B TedueHne 60 MuH. Peakmurio KoHIeHTpupoBaM nocyxa ¢ momydeHumeMm N-((1S,2R)-2-
AMHUHOIIHKJIOTICHTHIIT)aKpHIIaMUAa, KOTOPHIA PUMEHSITH 0€3 JOTOTHUTEIEHOW OYUCTKH.

Cragus B. 5-(4-Metun-6-(nmupuna3us-3-mioKCH )TUPUIHH-3-1)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-
TpuasaaneHaTHICH-2-KapOOHOBAs KUCIOTA. Y Ka3aHHOE B Ha3BaHWU COCIUHCHHUC MMOJTyYaIHd CIIOCOOOM, aHAIo-
THYHBIM CIHOCOOY IIOJlydeHHUS] TPOMEKYTOYHOro coeamHeHus 25, cramum A u C, ¢ npumeHeHueM 3,6-
JTUXJIOPIIUPHUIIA3UHA U S-aMUHO-4-MeTuinupuanHa-2-ona Ha craguu A. MC (UOP): macca, paccunranHas Ajis
C1oH,N40,S, 42 0,4 0; m/z no pesynsTaTam aanmsa: 421,0 [M+H]".

Cramuss  C. N-((1R,2S)-2-AKpuinaMHIOIMKIONEHTIII)-5-(4-MeTHIT-6-(TTMpUIa31UH-3 -UIOKCH ) TAPUIAH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaanenadruneH-2-kapookcamun. Pactop  5-(4-meTrn-6-(Tiupu-
JTa3WH-3-UIOKCH ) TUPUANH-3-11)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHap TiieH-2-kapOOHOBOM  KH-
ciotel (800 mr, 1,9 MMoub), TpudTHnamuna (384 mu, 3,8 0 mmoiis) 1 HATU (940 wmr, 2,47 mmons) B DMF me-
peMenBaiy Ipyu KOMHATHOM TeMIieparype B TedeHne 15 MHH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOTO CIIO>KHBIM
3¢upom pactBopa. N-((1S,2R)-2- AMHHOITUKIIOTIEHTHIT)aKpriIaMul co cTaaud A pactBopsiii B DMF u TpusTH-
namune (384 mr, 3,80 MMouIb) 1 100aBISUTM B aKTHBHPOBAHHBIN CIIOXHBIM 3(HpoM pacTBop. Peakimio nepeme-
mwmBanu 10 MHH TpU KOMHATHOM Temmeparype. Peakuuio ovwmamd ¢ MOMOINBIO KOJOHOYHOW (hirer-
XpoMatorpauu ¢ NOIyYeHHEM YKa3aHHOTO B Ha3BaHWM coequHeHus (441 mr, Beixox 41,5%) B Buae cBeTo-
xkenrtoro TBepaoro BemectBa. MC (MDP): macca, paccunrannast ast Cy7HpNgO4S, 556,6; m/z mo pesynsratam
anammsa: 557,2 [M+H]". 'H SIMP (400 MT', CD;0D): & 9,07 (d, J=4,6 T'n, 1H), 8,35 (d, J=5, 6 T';, 1H), 8,21 (d,
J=4,0 'y, 1H), 7,88-7,80 (m, 1H), 7,65 (d, J=8,9 I'n, 1H), 7,39 (s, 1H), 6,35-6,14 (m, 3H), 5,62 (d, J=9, 6 I'L,
1H), 4,52-4,31 (m, 2H), 2,29 (s, 3H), 2,17-2,00 (m, 2H), 1,97-1,82 (m, 1H), 1,83-1,60 (m, 3H).

IIpumep 472. N-((1R,2S)-2-AxpuiIaMuIOIUKIOTEKCHII)-5-(2-MeTHII-6-(TTUpHUIa31UH-3 -UITOKCH ) TAPUITAH-3 -
nn)-4-oxco-4,5-quruapo-3H-1-tua-3,5,8-rprazaaneHad TrieH-2 -kapOOKCaMHuI.
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Cramus  A. 5-(2-Metun-6-(nmupuaa3us-3-wioKCH )TUPUIHH-3-1)-4-0kco-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaaneHapTHIeH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUHU COSIMHEHHUE TIOTydJad CIIOCOOOM, aHaJo-
TUYHBIM CIIOCO0Y MOJIYYEHHUS MPOMEKYTOTHOTO COSAMHEHUS 25, ¢ IPUMEHEHHEM S-aMHHO-0-METHIITAPUINH -2-
oJ1a ¥ 3,6-XJIOPONTUPHIa3MHA HA CTaIuu A.

Cramuss  B. N-((1R,2S5)-2-AxkpuiraMuIOIMKIOTEKCHIT)-5-(2-MeTHII-6-(TTUpHUIa31H- 3 -UIIOKCH ) TAPUIAH-3 -
nn)-4-oxco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHadTuneH-2-kapookcaMul. YKa3aHHOE B Ha3BaHWU COCIH-
HEHUE TOJIyJall CIOCOOOM, aHaJOTHYHBIM CIOCOO0y mpumepa 1, ctamus A, ¢ IpUMEHEHHEM S5-(2-MeTHiI-6-
(rmpuaaznH-3-mioken)nupuanH-3-min)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad triieH-2 -kapOOHOBOH
kucnotsl 1 N-((1S,2R)-2-amuHonuknorekcuia)akpuinamuaa (mpomexyrodHoe coenunHenue 40) 0e3 ypaneHus
3amutHOM rpymmsl ¢ momorieio HCI/MeOH. MC (M3P): macca, paccuntansas mist CogH,6NgO,S, 570,6; m/z o
pe3ynbTaTaM aHammsa: 571,2 [M+H]". 'H aMP (400 MI'y, CD;0OD): 6 9,11-9,04 (m, 1H), 8,38-8,35 (m, 1H),
7,98-7,91 (m, 1H), 7,90-7,82 (m, 1H), 7,70-7,63 (m, 1H), 7,32-7,25 (m, 1H), 6,47-6,38 (m, 1H), 6,32-6,22 (m,
2H), 5,73-5,63 (m, 1H), 4,50-4,40 (m, 1H), 4,20-4,14 (m, 1H), 2,29-2,24 (m, 3H), 1,85-1,59 (m, 8H).

IMpumep 473. N-((1R,2S)-2-AxkpuiaaMu10IMKIONEHTIN)-5-(2-MeTHI-6-(TMpUIa3HH-3-IOKCH ) TUPUIMH-3 -
nn)-4-oxco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoKCaMHuI.
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VYkazaHHOe B Ha3BaHUM COSAMHEHHE MTOJIYIATH CIIOCOO0M, aHAIOTHIHBIM CITOCO0yY mpumepa 1, cramus A, ¢
MpUMEHEHUEM  5-(2-MeTHI-6-(TIMpraa3uH-3 -WIOKCH ) TUPpUIUH-3-11)4-0X0-4,5-muruapo-3H-1-tua-3,5,8-tpuasza-
aneHaTHIICH-2-KapOoHOBOW  kmcioThl  (mpumep 472, mnpoxmykr cramuum  A) wu  N-((1S,2R)-2-
aMUHOTICHTHIT)aKpriIaMul (TPOMEXYTOUHOE coeauHeHrne 36) (0e3 ydaJieHWs 3alUTHOW TPYIIBI C MOMOIIBIO
HC1/MeOH). MC (U3P): macca, paccuntanHas ans Cy;Hp4NgO4S, 556,6; m/z o pesynpratam aHamuza: 557,1
[M+H]". '"H SIMP (400 MTI'ti, CD;0D): & 9,08-9,04 (m, 1H), 8,36-8,32 (m, 1H), 7,97-7,92 (m, 1H), 7,87-7,82
(m, 1H), 7,68-7,63 (m, 1H), 7,31-7,25 (m, 1H), 6,32-6,15 (m, 3H), 5,65-5,56 (m, 1H), 4,53-4,34 (m, 2H), 2,27-
2,21 (m, 3H), 2,15-2,02 (m, 2H), 1,97-1,86 (m, 1H), 1,80-1,63 (m, 3H).

[Mpumep 474. N-((1R,2S)-2-AxpunaMuIOIHUKIONECHTHI)-5-(2-MeTHI-6-((2-ME THIIMPHIHH-3 -1 ) OKCH )ITH-
punuH-3-1mn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-TpuazaaneHad TiineH-2-kapOoKcaMHu /I,
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Cramus A. N-((1S,2R)-2-Amunonukionentun) akpwiamun. K pactBopy Tper-Oytuin-((1R,2S)-2-
aKpriIaMHuIOUUKIorekcun)kapoamaTa (500 mr, 1,97 mmoms) B DCM (3 mu) m00aBisuid MeTaHCYIb()OHOBYIO
kucnoty (0,387 mi1) u nepemelmInBaIu Npu KOMHAaTHOHN TeMIepaType B TeueHue 2 4. Peakiiuio KOHLIEHTpUpOBaIu
nocyxa ¢ moinydeHrueM N-((1S,2R)-2-aMUHOIMKIIONICHTHI )aKpriIaMUIa, KOTOPBIH IPUMEHSITN 0€3 JOMOHUTEb-
HOW OYHUCTKH.

Cramus B. 5-(2-Metun-6-((2-MeTHITTUPHUIUH-3 -WIT)OKCH ) TUPUANH-3 -1 )-4-0Kkc0-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapOoHOBasi KUCJIOTa. YKa3aHHOE B Ha3BaHWM COCIWHEHHUE TOIYYalld CIOCOOOM,
AQHAJIOTMYHBIM CIIOCOOY TONYYCHHsI MPOMEXYTOUYHOTO COCIAMHEHHUS 15 ¢ mpuMeHeHHeM 6-XJI0p-2-MeTHII-3-
HUTPOIUPUINHA U 2 METWINUPHIUH-3-0a Ha ctamuu A, 06e3 Cu. MC (MDP): macca, paccumtaHHas s
C,H,5N50,S, 433,44; m/z no pesynsratam aHanmsa: 434,0 [M+H]".

Cramust C. N-((1R,2S)-2-AxpniaMuIOIUKIONEHTH)-5-(2-MeTHI-6-((2-MeTHIITUPHUINH- 3 -1 ) OKCH )TUPH-
IH-3-111)-4-0Kc0-4,5-murunpo-3H-1-tua-3,5,8-tprazaanenadrunen-2-kapookcamua. PactBop  5-(2-metmin-6-
((2-meTnnmUpUIUH-3 -1IT)OKCH ) TUPUANH-3-11)-4-0Kkc0-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenad ruien-2 -kap-
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00HOBOI1 krcnoThI (736 Mr, 1,34 MMos), TpusTraamuHa (0,474 mi, 3,40 mmorns) u HATU (742 wr, 1,95 MmMmorb)
B DMF (3 mu1) nepeMerinBany npu KOMHATHOM TeMIiepaType B TeueHue 15 MHH ¢ 00pa3oBaHHEM aKTHBHUPOBAH-
HOTO cioxHoro 3¢upa. N-((1S,2R)-2-AMmuHonuKIOMeHTH)akpuiaamMua (co craauu A) pactBopsuit B DMF (3
M) u TpudTIIamune (0,474 i, 3,40 MMoITb) M TOOABISUTH B aKTHBUPOBAHHBIN CIOXHBIM 3(pupom pactBop. Pe-
aKIMIO MIepeMEIINBaIIN [P KOMHATHOHM TeMIlepaType B TeueHHe 2 4. Peakunio o4nIIaim ¢ TOMOIIBI0 KOJIOHOY-
HOH (hrem-xpomarorpaduu ¢ MOIyICHHEM yKa3aHHOTO B Ha3zBaHWM coenuHeHus (580 mr, Berxox 99,1%) B Bume
ceporo tBepaoro BemectBa. MC (MOP): macca, paccuntanHas mist Cr,oHp7N,0,S, 569,6; m/z o pesynbratam
amammsa: 570,1 [M+H]". 'H SIMP (400 MI'n, CD;OD): & 8,40-8,25 (m, 2H), 7,99-7,77 (m, 1H), 7,70-7,51 (m,
1H), 7,44-7,22 (m, 1H), 7,17-6,99 (m, 1H), 6,36-6,15 (m, 2H), 6,15-6,04 (m, 1H), 5,69-5,54 (m, 1H), 4,50-4,29
(m, 2H), 2,43 (s, 3H), 2,25-2,12 (m, 3H), 2,11-1,99 (m, 2H), 1,98-1,85 (m, 1H), 1,80-1,58 (m, 3H).

Mpumep 475. N-((1R,25)-2-AxpunamMugonukiorekcun)-4-okco-5-(5-(mupuaa3un-3-mioKcH ) TUpUIHH-2 -
wn)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TuneH-2-kapOokcamMuI.
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Cramus A.  4-Oxco-5-(5-(mupuaa3uH-3-mIoKCH ) TUpuanH-2-1mi)-4,5-guruapo-3H-1-tua-3,5,8-tpuasza-
areHaTHIICH-2-KapOOKCcaMuTHAsT KUCIIOTa. YKa3aHHOE B HAa3BaHUHU COCIMHEHUE TOJy4Yald CIOCOOOM, aHajo-
TUYHBIM CIIOCO0Y MPOMEXYTOUHOTO coenuHeHus 1, cramuu A u C-F, ¢ npuMeHeHneM 6-aMHUIOTTMPUANH-3-0J1a ’
3,6-muxJIOpIHpUIa3uHa BMECTO (heHoJa U S-PTop-2-HUTPOTOIYO0JIa Ha CTATuH A.

Cramus B. N-((1R,28S)-2-Axpuiamunonukiorekcui)-4-okco-5-(5-(mupuaa3un-3 -HiI0KCH ) TUPHIHH-2 -1 -
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaaneHad runen-2-kapookcaMua. YKa3aHHOE B Ha3BaHWM COEIAMHEHHUE ITOJY-
Yajgu CIOCOOOM, aHAIOTHYHBIM CHOCOOY mpumepa 1, ctagus A, ¢ mpuMeHeHHeM 4-okco-5-(5-(mupunasus-3-
WJIOKCH ))TUPUANH-2-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad tunen-2-kapooHOBOH KUCIOTH U N-
((1S,2R)-2-amuHOIMKIIOTEKCHIT)aKpriIaMuia (TIpoMekyTouHoe coepuHenue 40) 0e3 ynaneHus 3amuTHON IpyIl-
el ¢ momonpio HC/MeOH. MC (U3P): macca, paccunrannas s Cy;H,4NgO4S, 556,6; m/z mo pesympratam
anammza: 557,2 [M+H]". 'H SIMP (400 MI'1i, .JIMCO-de): & 10,10 (s, 1H), 9,09-9,05 (m, 1H), 8,64 (s, 1H), 8,36-
8,30 (m, 1H), 8,10-8,02 (m, 1H), 7,90-7,80 (m, 3H), 7,76-7,69 (m, 1H), 7,68-7,62 (m, 1H), 6,46-6,34 (m, 1H),
6,21-6,08 (m, 2H), 5,64-5,54 (m, 1H), 4,25-4,18 (m, 1H), 4,07-3,96 (m, 1H), 1,78-1,60 (m, 4H), 1,60-1,48 (m,
2H), 1,46-1,29 (m, 2H).

IMpumep  476.N-((1R,2S)-2- AxkprunraMuIOTHKIONEHTHII)-4-0KCO-5-(5-(TTUpHIa3uH-3 -UIOKCH ) TAPUINH-2 -
nun)-4,5-nurunpo-3H-1-tra-3,5,8-tprazaanenad uneH-2-kapookcaMu.
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VYka3aHHOE B Ha3BaHUH COEJAMHEHUE IOTydan CIIocoO0OM, aHAIOTMYHBIM CIIOCO0Y mpuMepa 1, craaus A, ¢
npuMeHeHneM 4-okco-5-(5-(mpunasus-3-uIoKCH ) TUPUINH-2-11)-4,5-murunpo-3H-1-tna-3,5,8-tpuasaanenad-
THIICH-2-KapOoHOBOH KHcIO0TH M N-((1S,2R)-2-aMuHOIMKIIONIEHTIIT)aKpHiIaMyia (TIPOMEKYTOYHOE COSANHEHHUE
36) 6e3 ymanenus 3ammrTHOM rpynnsl ¢ nomomblo HCI/MeOH. MC (MOP): macca, paccuuraHHas uis
CsH2N50,S, 542,6; m/z o pesyasratam anammsa: 543,2 [M+H]". 'H SIMP (400 MTI', CD;OD): & 9,03-8,98
(m, 1H), 8,68-8,61 (m, 1H), 8,37-8,30(m, 1H), 8,07-8,00 (m, 1H), 7,86-7,79 (m, 1H), 7,75-7,68 (m, 1H), 7,64-
7,57(m, 1H), 6,40-6,33 (m, 1H), 6,32-6,19 (m, 2H), 5,67-5,59(m, 1H), 4,46-4,40 (m, 2H), 2,15-2,03 (m, 2H),
1,98-1,85 (m, 1H), 1,82-1,65 (m, 3H).

IIpumep 477. N-((1R,2S)-2-AkpruinaMHIOIMKIONEHTI)-5-(6"-MeTr-2-0kc0-25-[ 1,2'-bunmpuann]-5'-nn)-
4-okco-4,5-murunapo-3H-1-tna-3,5,8-Tpuazaanenad TuiaeH-2-kapOOKCaMUI.
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Cramus A. N-((1S,2R)-2-AMuHomukiIoneHTm)akpuiamun.  PactBop  tpet-0ytun-((1R,2S)-2-akpu-
amugoneHTwI)kapoamara (582 mr, 2,29 mmoins) B 4 M HCI B mrnokcane nepeMenuBaid Mpyu KOMHATHOW TeMITe-
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patype B TeueHue 60 MuH. Peakiuro KOHIEHTpUPOBaIM IO CYXOro cocTosiHMA ¢ moxyudeHueM N-((1S,2R)-2-
AMHMHOIMKJIOTICHTHIT)aKpHJIaMU1a, KOTOPBIH TIPUMEHSUTH 0€3 JONOIHUTENEHON OUYNCTKY.

Cramqus B. 5-(6-Metun-2-okco-2H-[1,2'-ounmpuann]-5'-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUHU COSIMHEHHE TIOTy4Jad CIIOCOOOM, aHaJo-
TUYHBIM CTIOCO0Y TIPOMEXYTOUYHOTO COCAUHEHHS 1, C MpUMEHEeHUEM 6-(Top-2-MeTHI-3-HUTPONTUPHUINHA U TIH-
puanH-2-01a BMecTo S-prop-2-HUTpOoTONyona U ¢enona Ha ctaauu A. MC (MDC): macca, paccuntanHas Jis
Cy0H3N50,S, 419,41; m/z o pe3ynsTataM aHanmsa: 420,1 [M+H] .

Cramuss C. N-((1R,2S)-2-AxpunaMuaoIuKIONeHTH)-5-(6'-MeTHI-2-0kc0-2R-[ 1,2'-OunupunnH|-5'-wmi)-4-
okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kapookcamua. PactBop 5-(6'-mertmi-2-okco-2R-[1,2'-
ounmpunuH|-5'-nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad rmieH-2-kapOoHOBOH KucioThl (686 M,
1,64 mmons), TpudtmwiamuHa (0,456 mi, 3,2 6 mmons) 1 HATU (8 08 wmr, 2,13 mmone) B DMF (4 M) mepeme-
IIMBaJIM IPY KOMHATHOH Temneparype B TeueHHe 15 MUH ¢ 00pa3oBaHMEM aKTHBHPOBAHHOTO CIIOKHOTO 3¢dupa.
N-((1S,2R)-2-AmuHonukIoneHTHN)akpunaMug (co craguu A) pactBopsuit B DMF (4 M) u TpusTHIaMUHE
(0,456 M, 3,26 MMOIIb) M 10OABISUTM B aKTUBHPOBAHHBIN CIIOKHBIM 3(HPOM pacTBop. Peakunio nepeMernmsaim
10 MHH TIpE KOMHATHOM TemrepaType. Peakiuio ounmiaim ¢ MOMOIIBI0 KOJOHOYHOH ¢uem-xpoMarorpaduu ¢
MOJyYeHHEM yKa3aHHOTO B Ha3zBaHuH coexmHeHus (370 mr, Berxon 98,5%) B Buzme 0enoro TBEpAOTO BEIIECTBA.
MC (M3P): macca, paccuntanHas 11 C,sHasN;0,4S, 555,6; m/z mo pe3ymbTaTaM aHanmmsa: 556,2 [M+H]". 'H
SMP (400 MTI'u, CD;0D): 6 8,34 (d, J=5, 6 Hz, 1H), 8,07-7,93 (m, 2H), 7,87-7,80 (m, 1H), 7,69-7,59 (m, 1H),
6,66 (d, J=9,2 Hz, 1H), 6,58-6,47 (m, 1H), 6,33-6,16 (m, 3H), 5,62 (d, J=9,7 Hz, 1H), 4,49-4,34 (m, 2H), 2,44 (s,
3H), 2,17-2,00 (m, 2H), 1,99-1,85 (m, 1H), 1,82-1,57 (m, 3H).

IIpumep 478. N-((1R,2S)-2- AkpunaMuIOIUKIONEHTII)-S5-(2-MeTHI-6-(TUPHUINH-2 -WIOKCH ) TUPUTUH-3 -
wi)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadrune -2 -kapookcaMu.
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Cramust  A. N-((1S,2R)-2-AmunonmkinonenTin)akpuiamun.  PactBop  tper-OyTii-((1R,2S)-2-axpui-
amugoneHTwi)kapoamara (497 mr, 1,95 mmons) B 4 M HCI B mrokcane nepeMenIuBad Mpyu KOMHATHON TeMITe-
patype B TedeHue 60 MUH. Peakiuio KOHIIEHTPUPOBAIU IO CYXOTro cocTosHUS ¢ moxyderneM N-((1S,2R)-2-
AMHUHOIIMKJIOTICHTHIT)aKpHIIaMUAa, KOTOPHIA MPUMEHSUITH 0€3 JOTOTHUTEIEHOW OYUCTKH.

Cramus B. 5-(2-Metun-6-(upuanH-2-AIOKCH ) TUPUANH-3 -1 )-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpu-
azaarneHaTHIICH-2-KapOOHOBasI KUCIOTa. YKa3aHHOE B HA3BAHWU COCTUHEHHE ITOJIYJalld CIIocoO0M, aHaJIOTHY-
HBIM CIHOCOOY TIOJIYYeHHS TIPOMEXYTOYHOTO COeIWHEHus 15, ¢ mnpuMeHeHueM 6-QpTop-2-MeTHII-3-
HUTPONMpPUANHA W NUpUANH-2-07a Ha craguu A, mpuiyeM 6e3 Cu. MC (MDP): macca, paccunmTanHas s
CyH3N50,48S, 419,41; m/z o pe3ynpratam ananusa: 420,1 [M+H]".

Cragus C. N-((1R,2S)-2-AxpunaMuOIUKIONCHTI)-5-(2-MeTHIT-6-( TUPUIIH-2-WIOKCH ) TAPYTIH-3 - 1)
4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamua. Pacteop 5-(2-metmin-6-(nupuaua-2-
WJIOKCH ))TUPUANH-3-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpnazaaneHad tunen-2-kap6oHoBoi KuciIoThl (630
mr, 1,5 mmons), TpusTrnamuHa (304 Mo, 3,00 mmone) u HATU (742 wr, 1,95 mmone) B DMF (2,5 mi) mepeme-
IIMBAJIM IIpU KOMHATHOW TeMIIepaType B TedeHue 15 MuH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOTO CIIOXKHBIM 3(hHpOM
pactBopa. N-((1S,2R)-2-AMuHOIMKIONEHTIIT)akpritaMul (co ctanuu A) pactBopsuiti B DMF (2,5 mut) u tpu-
stwnamure (304 mr, 3,00 MMOITB) U JO0ABISUIN B aKTUBUPOBAHHBIN CIIOKHBIM 3QHUpOM pacTBop. Peakiuio mepe-
MemmBanmy 10 MUH TpW KOMHAaTHOH TeMmmepaType. Peakmwio oyMmmanyd ¢ MOMOIIBIO KOJOHOYHOH (rerm-
Xpomarorpaduu ¢ mosrydeHHeM yKa3aHHOTO B Ha3BaHWW coenuHeHus (450 mr, Beixon 53,9%) B Bume 6emoro
tBepaoro BemectBa. MC (UDP): macca, paccuntannas aisa CogHysN,O4S, 555,6; m/z o pesynpTatam aHanmmsa:
556,2 [M+H]". 'H SIMP (400 MTI'ti, CD;OD): & 8,35 (d, J=5,5 I', 1H), 8,30-8,23 (m, 1H), 7,97-7,91(m, 1H),
7,90-7,84 (m, 1H), 7,31-7,24 (m, 1H), 7,21 (d, J=8,3 I'y, 1H), 7,14 (d, J=8,5 I'u, 1H), 6,36-6,13 (m, 3H), 5,61 (d,
J=9,5 T'u, 1H), 4,48-4,35 (m, 2H), 2,25 (s, 3H), 2,15-1,99 (m, 2H), 1,96-1,85 (m, 1H), 1,82-1,57 (m, 3H).

IMpumep 479. N-((1R,2S)-2-AxpmiaMHIONHUKIONSHTH)-5-(5-((6-METHIITUPUANH-2 - HIT)OKCH ) TUPH T H-2 -
nin)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcaMu.

Cramust A. N-((1S,2R)-2-Amunonuknonentuin)akpuiaamun. K pactBopy Ttper-0ytmn-((1R,2S)-2-axpui-
aMUTONHUKIIONICHTH )kapOamaTa (958 mr, 3,78 MmMons) B DCM (15 M) 100aBIsIM METaHCYTb(OHOBYIO KACIOTY
(402 wmr, 4,19 MMOJIB) U TIEpEeMENTUBAIA TIPH KOMHATHON TemriepaType B TeueHne 1 4. Peaknuio KOHIIEHTPUPO-
Bany jocyxa ¢ noixydeHueM N-((1S,2R)-2-aMUHOIMKIONEHTHIT)aKpHUIIaMH/a, KOTOPBIA MPUMEHSUTH 0e3 JOT0JI-
HUTEJIHON OYUCTKHU.

Cramus B. 5-(5-((6-MeTtunmupuauH-2-11)OKCH ) TAPUANH-2 -1 )-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-Tpu-
azaarneHaTHIICH-2-KapOOHOBasT KUCIOTa. YKa3aHHOE B HA3BAHWU COCIUHEHHE ITOJIYJalld CIIocoO0M, aHaIOTHY-
HBIM CTIOCO0Y TOJTy4EeHHUs] IPOMEXYTOYHOTO coenuHeHus 1, ¢ npuMmeHenueM craauit A, C-F, u ¢ npuMeHeHnem
2-(bTOp-6-METHINMPHINHA U 6-aMHUHOITUPUANH-3-0J1a BMECTO S5-(TOp-2-HUTpOTONMYyONa U (heHosa Ha CTagun A.
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MC (MDP): macca, paccuntannas st CyoH 3Ns04S, 419,41; m/z mo pe3ynbpratam ananuza: 420,1 [M+H]".

Cragusa C. N-((1R,2S)-2-AxkpunaMuIomuKIONEeHTHN )-5-(5-((6-MeTHIIHPUINH-2 -1 ) OKCH ) TAPUTHH-2 - 1T ) -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadtuieH-2-kapookcamua. PactBop 5-(5-((6-MeTmnmupuanH-2-
WIJT)OKCH ) TUPUIUH-2-11)-4-0Kkco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenad raneH-2-kapOoOHOBOM KHUCITOTHI
(1000 mr, 1,88 MMoub), TpuaTHIamMuHa (483 Mmr, 4,7 8 mmonb) 1 HATU (1,43 1, 3,77 mmons) B DMF (5 M) me-
peMemBaiy IpyH KOMHATHOW TeMIlepaType B TeueHHe 15 MHH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOTO CIIOKHOTO
a¢upa. N-((1S,2R)-2-AMunHonmknonenTr)akpunamua (co craauu A) pactBopsuin B DMF (5 M) u TpudThna-
MmuHe (483 wmr, 4,78 MMOJIb) B TOOABISUTH B aKTHBUPOBAHHBIN CIIOKHBIM 3(UPOM pacTBop. Peakuio mepemenin-
BaJIM TPU KOMHATHOU TemmepaType B TeueHHe 30 MUH. Peakiuio OYUINAIK ¢ TOMOIIbIO KOJIOHOYHOW (hreni-
XpoMatorpauu ¢ IMoJydeHHEeM YKa3aHHOTO B Ha3BaHMU coeanHeHus (532 mr, Beixoxa 48,40%) B BHE KEATOTO
tBepaoro BemectBa. MC (UDP): macca, paccuntannas g CogHysN,04S, 555,6; m/z o pe3ynpratam aHanmmsa:
556,1 [M+H]". '"H SIMP (400 MI';, .JIMCO-d): & 10,10 (s, 1H), 8,58-8,48 (m, 1H), 8,33 (d, J=5,2 ', 1H),
8,00-7,73 (m, 4H), 7,69-7,59 (m, 1H), 7,13-7,04 (m, 1H), 7,00-6,92 (m, 1H), 6,30-5,99 (m, 3H), 5,61-5,48 (m,
1H), 4,42-4,17 (m, 2H), 2,35 (s, 3H), 2,03-1,82 (m, 2H), 1,80-1,47 (m, 4H).

[Mpumep 480. N-((1R,2S)-2- AkpritaMUIOIUKIONEHTH )-4-0KC0-5-(5-(MpUIUH-2 -HITOKCH ) TUPH I H-2 - HJT) -
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-KapOOKCaMHUI.
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Cramus  A. N-((1S,2R)-2-AmunonmknonenTi) akpwiamua. K pactBopy Tper-Oytui-((1R,2S5)-2-
aKkprIaMHIoIHKIoONeHTI )Kapoamara (504 mr, 1,98 mmons) B DCM (15 mur) mo06aBisiiin METaHCYTb(POHOBYIO
kucnoty (381 mr, 3,97 MMOJIB) M IepeMeIMBaliy IpU KOMHATHON TeMrepaType B TedeHue 2 4. Peaknuio KoH-
HEHTPUPOBAIH Aocyxa ¢ noiaydeHrneM N-((1S,2R)-2-aMHHOUMKIIONEHTHI)aKprUiIaMya, KOTOPBIH pacTBOPSUIH B
DMF (2,5 mi) u npumensun 0e3 TONOJHATEILHON OYHCTKH.

Cramus B. 4-Oxco-5-(5-(mupuanH-2-uao0KCH ) TUPUIUH-2-1i)-4,5-nmuruapo-3H-1-tna-3,5,8-rpnasaanenad-
THJICH-2-KapOOHOBast KMCJIOTa. YKa3aHHOE B Ha3BaHWM COEIMHEHHE MOJyYaId CIOCOO0M, aHAJIOTHYHBIM CIIOCO-
Oy mpoMexxyTouHOro coeauHenus 1, ¢ mpumenennem craguii A, C-F n ¢ npuMeHeHneM 2-gropnupuianHa u 6-
aMHMHOTIMPHUINH-3-011a BMecTO S5-rop-2-HuTporonyona u ¢enona Ha craanu A. MC (M3C): macca, paccuuran-
Has ms CioH N5048S, 405,39; m/z o pe3ynbratam ananusa: 406,0 [M+H]+.

Cramus C. N-((1R,2S)-2-AKkpuaaMHUIOIUKIONEHTII)-4-0KC0-5-(5-(MTUpUIUH-2 -UITOKCH ) TUPHTAH-2 - 1T -
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadrunen-2-kapookcamua. K pactBopy 4-oxco-5-(5-(mupunnH-2-nuiok-
CH)TIMPpUANH-2-1)-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TineH-2-kapooHoBoid  kucinotel (670 mr, 1,65
MMoJb), TpudTHinamuHa uw HATU (817 wmr, 2,15 mmoms) B DMF (2,5 M) pobGammsumn N-((1S,2R)-2-
AMHMHOIMKJIOTICHTWIT)akpuiaMu (co craanu A). PeakMoHHYIO cMech NepeMelnBaId Ipu KOMHATHOH Temrie-
parype, noka LCMS He mokasaia, 9To peakius 3aBeplimiack. Peakiyio pa30aBisuid BOAOH M MONYyYCHHBIH B
pe3ysbTaTe 0caok cOOMpali MOCPECTBOM (GUIbTpanuy. TBepAblii OCTATOK OYHMIIAIHM C TOMOIIBIO0 KOJJIOHOYHON
¢em-xpomartorpaduu ¢ MOIy4YeHHEM yKa3aHHOTO B Ha3zBaHWU coeanHeHus (190 mr, Beixox 21,2%) B Buze ce-
poro tBeproro BemectBa. MC (MIDP): macca, paccunrannas it Cy;Hp3N,0,4S, 541,6; m/z o pe3ynbraTtam aHa-
mmza: 542,0 [M+H]". 'H SIMP (400 MT'w, .JIMCO-de): & 10,28 (br, 1H), 8,58-8,48 (m, 1H), 8,35-8,28 (m, 1H),
8,23-8,16 (m, 1H), 7,98-7,84 (m, 3H), 7,82-7,73 (m, 1H), 7,69-7,62 (m, 1H), 7,26-7,14 (m, 2H), 6,29-6,00 (m,
3H), 5,60-5,49 (m, 1H), 4,35-4,19 (m, 2H), 2,01-1,83 (m, 2H), 1,81-1,68 (m, 2H), 1,67-1,48 (m, 2H).

IMpumep 481. N-((1R,25)-2-AxpunaMugonndKIONeHTHN )-5-(5-((6-MeTHIMUPUANH-3 -1 ) OKCH ) TUPHUTAH-2 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoOKCaMHuI.

NSO o (3\\/

- s AL HN
N~ NH S

E%«”“Ré

~

N S O
Cramus  A. N-((1S,2R)-2-AmunonmknonenTii) akpwiamua. K pactBopy Tper-Oytuia-((1R,2S5)-2-
aKpHWIIaMHIOIMKIIONIEHTII ) KapOamarta (554 mr, 2,19 mmons) B DCM (3 mu1) 100aBisiii METaHCYIb(POHOBYIO
kucnoty (837 mr, 8,71 MMOJIB) U MepeMeIInBaliy IpU KOMHATHON TemrepaType B TedeHue 1 4. Peaknurio KoH-
HEHTPUPOBAIH Aocyxa ¢ noiaydeHrneM N-((1S,2R)-2-aMHHOUMKIIONEHTHI)aKprUiIaMya, KOTOPBIH pacTBOPSUIH B
DMF (2,0 mi1) 1 npumensun 0e3 TONOJHATEIHON OYMCTKH.
Cramus B.  5-(5-((6-MeTtwnnupuanH-3-1i1)OKCH ) TUPUIUH-2-11)-4-0Kc0-4,5-muruapo-3H-1-tua-3,5,8-
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TpuaszaaneHaTHICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BaHUM COEIMHEHHE IOJTy4Yalii cIiocoOoM, aHajo-
THYHBIM CII0co0y TOJTydeHUs] MPOMEXYTOYHOTO COeIMHEHUs 15, ¢ mpuMeHeHuWeM S-OpommupuanHa U 6-
METWIMHPUANH-3-01a Ha cTaauu A, 6e3 Cu. MC (MDP): macca, paccuntannas maiust CyoH3N504S, 419,41; m/z
10 pe3ynbTataM aHanmm3a: 420,0 [M+H]".

Cramus C. N-((1R,25)-2-AxpunaMugonukIone TN )-5-(5-((6-MeTUIHPUHH-3 -1 ) OKCH ) TUPH TAH-2 - 1T -
4-okco-4,5-murunpo-3H-1-tna-3,5,8-TpuazaanenadruiaeH-2-kapookcamua. PactBop 5-(5-((6-meTwmnmupuanH-3-
WJT)OKCH ) TUPUIUH-2-11)-4-0Kkco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenad raneH-2-kapOoOHOBOM KHUCIIOTHI
(1,096 , 2,614 mmodb), TpudTriaamuna (1,168 r, 11,54 mmons) u HATU (1,077 1, 2,83 mmons) B8 DMF (3,0 mun)
nepeMeIInBaIi TP KOMHATHON TeMneparype B TedeHue 15 MHH ¢ 00pa30oBaHHEM aKTHBHPOBAHHOTO CIIOYKHOTO
a¢upa. K nanHomy pactBopy no6asisumi N-((1S,2R)-2-amunonmkiionentin)akpunamMuaa (co craaun A) u DMF
(2,5 mi) ¥ mepeMelIMBaIK NMpU KOMHATHOH Temmeparype B TeuyeHne 30 MUH. Peaknuro o4nImaiy ¢ moMouibio
KOJIOHOYHOW (em-xpomatorpaduu (MeOH/H,0O) u cHOBa ¢ HOMOIIBIO KOJOHOYHOH (em-xpoMarorpadun
(DCM/MeOH) ¢ nomyuyeHnem ykazaHHOro B Ha3BaHMM coeanHeHus (420 mr, 34,1% BBIXOA) B BHIE JKEITOTO
tBepaoro BemectBa. MC (UDP): macca, paccuntannas g CogHysN,04S, 555,6; m/z o pesynpratam aHanmm3a:
556,1 [M+H]". "H SIMP (400 MI', CD;0D): & 8,49-8,38 (m, 1H), 8,38-8,30 (m, 1H), 8,30-8,21 (m, 1H), 7,75-
7,64 (m, 1H), 7,64-7,50 (m, 2H), 7,42-7,32 (m, 1H), 6,32-6,12 (m, 3H), 5,69-5,52 (m, 1H), 4,47-4,34 (m, 2H),
2,54 (s, 3H), 2,13-2,00 (m, 2H), 1,95-1,85 (m, 1H), 1,81-1,62 (m, 3H).

IMpumep 482. N-((1R,2S)-2-AxpuinaMHIOIHKIONEHTIII)-5-(2-MeTHI-4-(TUPUMUTIH-5-FITOKCH ) PeHIIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadTasieH-2-kapookcaMua.
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Cramust  A.  N-((1S,2R)-2-amuHonmknonentin)akpuwiamun. K pactBopy  Tper-Oytmi-((1R,2S)-2-
aKpUIaMHIOIMKIIONeHTHIT)Kapbamara (479 wmr, 1,88 mmons) 8 DCM (15 M) mobaBnsimn MeTaHCYJIB(OHOBYIO
kucnoty (2 01 mr, 2,09 MMOIIB) M IEpeMEIINBAIIM IPH KOMHATHON TeMIieparype B TeueHue | 4. Peakiio xoH-
HEHTPUPOBaIH gocyxa ¢ nomydernem N-((1S,2R)-2-aMPHOIMKIIONEHTHIT)aKpHIaMU1a, KOTOPBIA IIPUMEHSUTH 0e3
JIOTIOJTHUTENbHON OUYNCTKH.

Cramus  B. 5-(2-Metun-4-(mupuMunuH-5S-uiokcn)hennn)-4-okco-4,5-gurunpo-3H-1-tua-3,5,8-tpuasza-
areHa THIICH-2-KapOOHOBAsT KUCJIOTA. YKa3aHHOE B Ha3BaHUU COCIMHEHHUE MOJIYIalH CIIOCOOOM, aHAJIOTUIHBIM
Croco0y TOTYYEHHUS MMPOMEKYTOTHOTO COeAMHEHMsI 1, ¢ mpuMeHeHneM ctaauii A-F ¢ nmpuMenennem 4-prtop-2-
MeTWI- 1 -HUTpOoOeH301a 1 upuarH-5-01a Ha ctaanu A. MC (MU3OP): macca, paccunrannas miss CyoH 3Ns50,4S,
419,41; m/z mo pe3ynbTaTaM aHanm3a: 420,0 [M+H]".

Cramus  C. N-((1R,2S)-2-AxkpuinaMuIOTHKIONEHTII)-5-(2-MeTHI-4-(TUPUMHUTIH-5 -FITOKCH ) PeHIT)-4 -
okco-4,5-nurunpo-3H-1-tua-3,5,8-rprazaanenadrumien-2-kapookcamuaa. PactBop 5-(2-metmin-4-(mupuMuauH-
5-unokcu)pennin)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadrunen-2-kapooHoBoi  kuciotel (500 wmr,
0,942 mmons), TpudTIiamuHa (2 42 wmr, 2,39 mmoins) 1 HATU (716 wmr, 1,88 mmons) B DMF (3,0 mur) nepeme-
IIMBAJIM ITPY KOMHATHOH TeMIlepaType B TeueHue 15 MUH ¢ 00pa3oBaHHEM aKTHBUPOBaHHOTO d¢upa. K nanHOoMy
pactBopy moGaBisumn N-((1S, 2R)-2-amuHOIMKIONEHTI)aKpmwIaMu (co cragun A), TpusTHiaamuH (242 wmr,
2,39 mmons) B DMF (3,0 Mi). PeakuonHyr0 cMech TiepeMeuBain Ipyu KOMHATHOM TeMiiepaType, moka LCMS
He T0Ka3aja, YTO Peakmysl 3aBepIImIach. PEakuio O4MINany ¢ MOMOIIBIO KOJIOHOYHOH (hien-xpomarorpaduu ¢
MOJyYeHHEM yKa3aHHOTO B Ha3zBaHUH coexumHeHus (189 wmr, Beixon 34,8%) B Buzme 0enoro TBEpAOrO BEIIECTBA.
MC (M3P): macca, paccuntanHas 11 C,sHasN;0,4S, 555,6; m/z mo pesymbTaTaM aHanmmsa: 556,1 [M+H]". 'H
SIMP (400 MI'y, CD;0D): & 8,95 (s, 1H), 8,70-8,61 (m, 2H), 8,32 (d, J=4,7 Hz, 1H), 7,51-7,34 (m, 1H), 7,26 (s,
1H), 7,21-7,11 (m, 1H), 6,37-6,16 (m, 2H), 6,13-6,05 (m, 1H), 5,68-5,57 (m, 1H), 4,50-4,35 (m, 2H), 2,17 (s,
3H), 2,13-2,01 (m, 2H), 1,96-1,85 (m, 1H), 1,84-1,60 (m, 3H).

IIpumep 483. N-((1R,25)-2-AxpriiaMuAONUKIOTCHTHN )-5-(4-MeTHI-6-((6-ME TUITTHUPU TUH-2 - FJT)OKCH )TTH-
punuH-3-mn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-TpnazaaneHad TineH-2-kapOoKcaMu .
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Cramust  A.  N-((1S,2R)-2-amuHonmknonentun)akpuwiamun. K pactBopy  Tper-Oytmi-((1R,2S)-2-
aKpUJIaMHIOIMKIIONeHTHIT)Kapbamara (417 wmr, 1,64 mmons) B8 DCM (15 mur) mo0aBnisiin MeTaHCYJIB(OHOBYIO
kucnoty (233 wmr, 2,43 MMOJIB) M MepEeMEIINBaI TIPU KOMHATHON TemrepaType B TedeHue 1 4. Peaknurio KoH-
HeHTpUpoBaiK Aocyxa ¢ noiaydeHrneM N-((1S,2R)-2-aMIHOIIMKIOTICHTH )aKpUIaMH/1a, KOTOPBIA TPUMEHSITH 0€3
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JIOTIOJTHUTENEHON OUYNCTKH.

Cramust B. 5-(4-Metun-6-((6-MeTHIIMPUANH-2-IT)OKCH ) TUPUIUH-3 -11)-4-0Kc0-4,5-nurnapo-3H-1-Tua-
3,5,8-tpuazaanenadtuneH-2-kapOoHOBasi KUCJIOTa. YKa3aHHOE B Ha3BaHWM COCIWHEHHUE TOIYJalld CIOCOOOM,
AQHAJIOTHMYHBIM CTIOCO0Y TOJIYYeHHS TPOMEXKYTOUYHOTO COeIuHeHus 15 ¢ mpuMeHeHueM 2-QTop-4-MeTHiI-5-
HUTPONTUPUINHA U 6-METHIITUPHUINH-2-0]Ia BMECTO S5-GTOp-2-HUTPOTOIyosIa U (heHoNa Ha ctaauu A, 6e3 Cu.
MC (MDP): Macca, paccauransas 1 Cy H sNsO,4S, 433,44; m/z nio pesynbTataMm anammsa: 434,0 [M+H]".

Cramuss  C. N-((1R,25)-2-AxpmiaMug0IAKIOTCHTHN )-5-(4-MeTHI-6-((6-ME TUITTHPU TUH-2 -FJT)OKCH )TTH-
puauH-3-1n)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad truinen-2-kapookcamua. Pacteop 5-(4-MeTmin-6-
((6-MeTnImUpUIUH-2 -1IT)OKCH ) TUPUANH-3-11)-4-0Kkc0-4,5-nurunpo-3H-1-tua-3,5,8-rpuazaanenad ruien-2 -kap-
60oHOBOI1 KuCIOTH (600 Mr, 1,09 MMoIs), TpuaTIiiamuHa (280 mr, 1,22 mmone) 1 HATU (74 8 wmr, 1,97 MmMmoib)
B DMF (3,0 mu1) mepemernBany mpyu KOMHATHOHM TeMIiepaType B TedeHue 15 MHH ¢ 00pa3oBaHHEM aKTHBHPO-
BaHHOTO cJIokHOTO 3dupa. K nannomy pacropy nob6asistmn N-((1S,2R)-2-amuHOIMKIIONEHTHIT)akpriiaMu (Co
craauu A) B DMF (3,0 min) u tpustunamus (280 mr, 1,22 Mmmoub). [lonydeHHYI0 peaKIIMOHHYIO CMECh TiepeMe-
IIMBaJI TIPY KOMHATHOH TeMneparype B TedeHue 30 MuH. Peakiiio ounInan ¢ moMOIIbIO KOJIOHOYHOH Quiem-
Xpomartorpaduu ¢ morydeHrneM yKa3aHHOTO B Ha3BaHHM coeanHeHus (525 mr, Beixox 82,00%) B BUIE KENTOro
tBepaoro Bemectsa. MC (MOP): macca, paccunrannas nius Co,oH,7N;0,S, 569,6; m/z mo pe3ynbraTtam aHaau3a:
570,1 [M+H]". 'H SIMP (400 MI'u, CD;0D): & 8,34 (d, J=5,4 T'u, 1H), 8,22-8,12 (m, 1H), 7,88-7,75 (m, 1H),
7,21 (s, 1H), 7,18-7,12 (m, 1H), 7,04-6,95 (m, 1H), 6,3-6,13 (m, 3H), 5,68-5,57 (m, 1H), 4,5-4,37 (m, 2H), 2,48
(s, 3H), 2,30-2,20 (m, 3H), 2,16-2,03 (m, 2H), 1,99-1,87 (m, 1H), 1,83-1,62 (m, 3H).

IIpumep 484. N-((1R,2S)-2-AxpuaaMuIOIUKIONEHTHI)-4-0KC0-5-(5-(MUpUMHINH-2 -WIOKCH ) TUPUTUH-2 -
nun)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaanenad uneH-2-kapobokcaMu.
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Cramust  A. N-((1S,2R)-2-AmunonmkionenTiin)akpuiamun.  PactBop  tper-OyTii-((1R,2S)-2-axpui-
amunonukiIonenTmn)kapbamara (407 mr, 1,60 mmons) B 4.0 M HCl B nmnokcane (50 mi1) mepeMerinBany mpu
KOMHATHOU Temreparype B TeueHue 1 4. Peakuuio KOHLEHTpHpoBaiu Jgocyxa ¢ mnoxydeHuem N-((1S,2R)-2-
AMHUHOIIMKJIOTICHTHIIT )aKpIaAMUIa, KOTOPBIA PUMEHSITH 0e3 JOMOTHUTEIIEHOW OYUCTKH.

Cramus  B.  4-Oxco-5-(5-(mupumMuanH-2-mioken)mupuand-2-un)-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
areHaTHIICH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUU COCIMHEHHUE MOJIYIAH CIIOCOOOM, aHAJIOTUIHBIM
Croco0y TOMyYeHUs MPOMEKYTOYHOTO coenuHeHus 1, ¢ mpumeHenuem ctaauii A, C-F u ¢ nmpumenenunem 2-
XJOPIUPUMUANHA U 6-aMHUHOTMPUINH-3-071a BMecTo S-QTop-2-HUTpOoTONyona W (ernona Ha cragmum A. MC
(U3C): macca, paccunrannas 1 CigH oNgO,4S, 406,38; m/z o pe3ynbratam ananusa: 407,0 [M+H]+.

Cramus C. N-((1R,2S)-2- AkpunaMuI0ITUKIOICHTIIN)-4-0KC0-5-(5-(MUPUMUIUH-2 -UITOKCH ) TUPHTAH-2 - 1T -
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadTuneH-2-kapookcamua. PactBop 4-oxco-5-(5-(mupuMuInH-2-HUIT0K-
CH)IUPHINH-2-11)-4,5-murunpo-3H-1-tna-3,5,8-tpnazaanenadtunen-2-kapoonosoir  kuciaorel (500 wmr, 1,23
MMOJIB), TpudTIIIamMuHa (257 mr, 1,84 mmone) u HATU (608 mr, 1,6 mmone) B DMF (100 mim) mepemernmuBanu
NPy KOMHATHOW TeMIeparype B TeueHHe 15 MHH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOI'O CIOKHOTO 3¢upa. K nan-
HOMY pactBopy mobasisutu N-((1S,2R)-2-amuHonmknonenTmwn )akpmwiamun (co craguu A) B DMF (50 M) u tpu-
stinamuH (257 wmr, 1,84 mmous). PeakunoHHyI0 cMech IepeMenBany Ipyd KOMHATHOM TeMIlepaType B TCUCHHUE
10 muH. Peakunio ouunmany ¢ MOMOIIBIO KOJOHOYHOH (urem-XxpomMarorpaduu ¢ MoJIy4eHHEM yKa3aHHOTO B Ha-
3BaHMU coexuHeHus (365 mr, Beixox 54,8%) B Bune Oemoro tBepporo Bemectsa. MC (MIDP): macca, paccunran-
nast ;s CogHooNgO,S, 542,6; m/z o pesynbraram anamusa: 543,1 [M+H]". '"H IMP (400 MI', .JIMCO-dq): &
10,13 (s, 1H), 8,77-8,67 (m, 2H), 8,66-8,58 (m, 1H), 8,38-8,30 (m, 1H), 8,08-7,99 (m, 1H), 7,93-7,84 (m, 1H),
7,81-7,73 (s, 1H), 7,73-7,65 (m, 1H), 7,44-7,28 (m, 1H), 6,29-5,97 (m, 3H), 5,62-5,47 (m, 1H), 4,36-4,17 (m,
2H), 2,01-1,82 (m, 2H), 1,80-1,45 (m, 4H).

IIpumep 485. N-((1R,2S)-2-AxkpuaaMuIOIUKIONEHTHI)-4-0KC0-5-(5-(MUPUMHTNH-5 -UITOKCH ) TUPUTUH-2 -
nn)-4,5-nurunpo-3H-1-tra-3, 5,8-tpuazaanenadtuieH-2-kapOokcaMuI.
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Cramuss  A.  4-Oxco-5-(5-(mupuMuanH-5S-mioken ) mupuand-2-un)-4,5-guruapo-3H-1-tua-3,5,8-rpuasza-
anieHad THIIeH-2-KapOOHOBas KUCIOTA. YKa3aHHOE B HAa3BAaHWU COEJAMHEHHE ITOJyYalld CII0OCOO0M, aHAIOTHYHBIM
CIoco0y MOJTydeHHsT IPOMEKYTOUHOTO COSTMHEHHS 1, ¢ TpuMeHeHneM ctaanii A-F 1 ¢ mpumeHeHneM S-xmop-2-
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HUTPONMpPUANHA U MHPHIMMHUH-5-0Ja BMECTO S5-QTop-2-HUTpOoTONyosna u ¢eHona Ha craauun A. MC (UDP):
Macca, paccuntannas st CigH gNgO4S, 406,38; m/z mo pe3ynbraram anamusza: 407,0 [M+H]".

Cramus B. N-((1R,2S)-2- AkpunaMuI0ITUKIONICHTHIN)-4-0KC0-5-(5-(MUPUMUIUH- S5 -UITOKCH ) TUPHTAH-2 - 1T -
4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHadTuneH-2-kapookcamua. PactBop 4-oxco-5-(5-(MupuMuUIAH-5-HIT0K-
CH)TIMPUANH-2-1)-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TuneH-2-kapoonoBoid kuciotel (400 mr, 0,984
MMOJIb), TprdTHiamuHa (149 mr, 1,48 mMonb) 1 HATU (486 mr, 1,28 mmons) B DMF (4 M) mepemermmBanu
TIp¥ KOMHATHOW Temrmeparype B TeueHue 10 MuH ¢ 00pa3oBaHHEM aKTUBHPOBAHHOTO CIIOKHOTO 3¢upa. K maH-
HOMY pactBopy AobaBisu pactBop N-((1S,2R)-2-aMUHOIIUKIIOIEHTHI )aKpuiIaMul (TIPOMEXYTOUHOE COSIMHE-
Hue 36, 197 mr, 1,28 mmoins) B DMF (1 mut) u Tpuatmiamuna (248 mr, 2,46 MMOJIb) ¥ IEpEMEIIMBAIN IPU KOM-
HaTHOM Temmneparype B TedeHne 30 MuH. PeaknumoHHYIO CMeCh OYMINAIM C MOMOLIbIO 0OparieHHO-(a30BOH
HPLC c noxyuenunem yka3aHHOTO B Ha3BaHWM coequHeHus (266 mr, Bbixon 49,8%). MC (UOP): macca, paccun-
tannas s CyoHyNgO,S, 542,6; m/z o pesynbratam aanmsa: 543,1 [M+H]'. 'H sIMP (400 MTI'm, .AMCO-dg):
6 10,08 (s, 1H), 9,07 (s, 1H), 8,82 (s, 2H), 8,60-8,55 (m, 1H), 8,35-8,30 (m, 1H), 7,92-7,84 (m, 2H), 7,78-7,70
(m, 1H), 7,68-7,62 (m, 1H), 6,31-6,16 (m, 2H), 6,11-5,99 (m, 1H), 5,59-5,50 (m, 1H), 4,34-4,19 (m, 2H), 2,01-
1,83 (m, 2H), 1,82-1,68 (m, 2H), 1,67-1,58 (m, 1H), 1,57-1,46 (m, 1H).

IMpumep 486. N-((1R,25)-2-AxpunaMug0IAKIONECHTHN)-5-(4-MeTHI-6-(MTUPUMHUIUH-S -UIOKCH ) TAPUITHH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprnazaaneHad TuireH-2-KapOOKCAMHI.
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Cramus  A. 5-(4-MeTtun-6-(TUpUMUAIUH-5 -HIIOKCH ) TUPUIUH-3-11)-4-0Kkc0-4,5-murunpo-3H-1-tna-3,5,8-
TpHazaarneHapTHIeH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUHU COCIMHEHHUE TIOIy4Jad CIIOCOOOM, aHaJo-
TUYHBIM CIOCOOY TIONYyYEHHUS TPOMEXKYTOUHOTO COeauHEeHHWs 15, ¢ TpuMEeHEeHHeM 2-XJIop-4-MeTHII-5-
HUTPONIUPHUINHA W TUPUMHIWH-5-oa Ha craamu A, 06e3 Cu. MC (MDP): macca, paccuuTaHHas s
C19H,N40,S, 420,40; m/z no pesynsratam aHanmsa: 421,1 [M+H]".

Cragus B. N-((1R,2S)-2-AkpriaMUAIOIUKIONCHTII)-5-(4-MeTHI-0-(MUPUMUANH-5-HIOKCH ) TUPUTAH-3 -
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapooxcamun. PactBop 5-(4-metnin-6-(mupumu-
JIMH-5-MJIOKCH ) TUPUINH-3-11)-4-0Kc0-4,5-murunpo-3H-1-tna-3,5,8-tprazaanenadruneH-2-kapOOHOBOH KHCIIO-
oI (800 mr, 1,90 MMonb), TpudTriiamuHa (289 mr, 2,8 5 mmons) 1 HATU (9,41 wmr, 2,47 mmons) B DMF (8 mu)
MepeMEINBaIN TPU KOMHATHOHN Temrieparype B TeucHue 10 MUH ¢ 00pa30oBaHHEM aKTHBHPOBAHHOTO CIIOXKHOTO
a¢upa. K manHomy pactBopy moGaBmsun pactBop N-((1S,2R)-2-aMHHOIMKIONEHTIIT)aKpriIaMuia (TIPOMEKY-
TouHOE coenuHeHue 36, 382 mr, 2,47 mmoiib) B DMF (2 min) u TpusTriamuna (481 mr, 4,76 MMOJh) U TiepeMe-
IIMBaJH TIPH KOMHATHOH Temreparype B TeueHne 30 MuH. PeakiimoHHyI0 cMech OYHINAIM C MOMOIIBI0 00pa-
menHo-¢a3zoBoit HPLC ¢ monydeHmem yka3aHHOTO B Ha3BaHWM coexumHeHus (551 wr, Beixon 52,0%). MC
(MIDP): Macca, paccuntanHas mis Co7HouNsO,4S, 556,6; m/z mo pesynsTataM aHanmmsa: 557,2 [M+H]". 'H aMP
(400 MI', .JAMCO-dy): & 10,15 (s, 1H), 9,06 (s, 1H), 8,84 (s, 2H), 8,34-8,28 (m, 1H), 8,18-8,12 (m, 1H), 7,90-
7,83 (m, 1H), 7,80-7,70 (m, 1H), 7,36 (s, 1H), 6,27-6,15 (m, 1H), 6,13-6,01 (m, 2H), 5,59-5,50 (m, 1H), 4,33-
4,20 (m, 2H), 2,17 (s, 3H), 1,98-1,82 (m, 2H), 1,82-1,67 (m, 2H), 1,67-1,56 (m, 1H), 1,56-1,44 (m, 1H).

IMpumep 487. N-((1R,2S)-2-AxpunaMuIOIHUKIONEHTHII)-5-(4-MeTHI-6-((6-METHIITHPHIHH-3 -1 )OKCH )ITH-
punuH-3-1mn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-TpuazaaneHad TiieH-2-kapOoKcaMu .
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Cramust A. N-((1S,2R)-2-Amunonuknonentuin)akpuiaamun. K pactBopy tper-0ytun-((1R,2S)-2-axpui-
amuonukIioneHTwn)kapoamata (700 mr, 2,75 mmons) B DCM (4 mit) 100aBIsui METaHCYIIE()OHOBYIO KUCIIOTY
(1,058 r, 11,01 MMo7B) M IEpeMeNIBaIU TP KOMHATHOM TeMIeparype B TeueHue | u. Peakuuro KOHIEHTpUPO-
Bayn Jlocyxa ¢ nomydenneM N-((1S,2R)-2-aMHHOIMKIIONICHTHIT)aKpIIaMyia, KOTOPBIH MpUMeHsutn 0e3 101oJI-
HUTEJIBHON OYUCTKHU.

Cramus B. 5-(4-Metun-6-((6-MeTHITTUPHUIAH-3 -WIT)OKCH ) TUPUANH-3 -1 )-4-0Kkc0-4,5-muruapo-3H-1-tna-
3,5,8-TpuazaanenadtuneH-2-kapOoHOBass KUCJIOTa. YKa3aHHOE B Ha3BaHWM COCIUHEHHUE TOIYJald CIOCOOOM,
AQHAJIOTHMYHBIM CITOCO0Y TIONYYSHHS MPOMEKYTOUHOTO COCIMHEHHUs 15, ¢ mpuMeHeHueM 2-OpoM-4-MeTHI-5-
HUTPONTUPHUINHA U O-METWIMHPUANH-3-01a Ha ctamuu A, 6e3 Cu. MC (MOP): macca, paccunmTaHHas st
C,H;sN50,S, 433,44; m/z o pe3ynsTataM aHanmsa: 434,0 [M+H]".

Cramus C. N-((1R,2S)-2-AxpuaaMAIOUKIONCHTII)-5-(4-MeTHI-6-((6-MES THIMUPHUTAH-3 -1 ) OKCH ) [TH-
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punuH-3-1mi)-4-okco-4,5-nuruapo-3H-1-tna-3,5,8-TpuazaanenadTunen-2-kapbokcamug. PactBop 4-okco-5-(5-
(MMpUMUINH-2-UIOKCH ) TUPUINH-2-11)-4,5-murunpo-3H-1-tna-3,5,8-tpuazaanenagtuien-2-kapOOHOBOH  Ku-
ciotser (1,432 1, 3,303 mmoms), TpudTHnamuna (1,476 t, 14,59 mmons) 1 HATU (1,361 1, 3,578 MMonp) B DMF
(5 M) mepememvBa M NMPH KOMHATHON TeMIleparype B TedeHwe 15 MWH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOTO
cioxHoro 3¢upa. K manaomy pactBopy aobasmsum N-((1S,2R)-2-aMUHOIMKIIONIEHTHIT) aKpUIaMuI (CO CTaauu
A) B DMF (3 mu). [Tony4eHHYIO peakIIMOHHYIO CMECh TIEpEeMEINBaIN P KOMHATHON TEMITepaType B TEUCHHE
30 muH. Peaknuio o9uIiaig ¢ MOMOIIBI0 KOJIOHOYHOU ¢uiem-XxpoMarorpaduu ¢ oJydeHHeM YKa3aHHOTO B Ha-
3BaHuu coequmaenus (600 mr, Berxox 37,90%) B Buzme sxenroro tBepaoro Bemectsa. MC (MDP): macca, paccun-
tanHas st CyoHy7N504S, 569,6; m/z mo pesynbratam anammsa: 570,1 [M+H]+. 'H aMmP (400 MI'i, CD;OD):
8,37-8,26 (m, 2H), 8,10-8,01 (m, 1H), 7,63-7,56 (m, 1H), 7,39-7,32 (m, 1H), 7,20-7,14 (m, 1H), 6,33-6,09 (m,
3H), 5,65-5,56 (m, 1H), 4,47-4,35 (m, 2H), 2,54 (s, 3H), 2,22 (s, 3H), 2,13-2,01 (m, 2H), 1,95-1,85 (m, 1H),
1,81-1,60 (m, 3H).

IMpumep 488. N-((1R,2S)-2-AxkpuiaaMuI0IUKIONEHTHN)-5-(4-MeTHII-6-(TUPUNH-2 -HIOKCH ) TUPHIMH-3 -
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenad rune-2-kapookcaMu.
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Cramusts  A.  N-((1S,2R)-2-Amunonuknonentun)akpuwiamun. K pactBopy  Ttper-Oytuia-((1R,2S)-2-
aKpuIaMHuIoIuKIoneHTI)kapbamara (509 mr, 2,00 mmons) 8 DCM (10 mir) mo0aBnsimn MeTaHCYJIB(OHOBYIO
kucnoty (385 mr, 4,01 MMOJIB) U ITepeMeIMBaiy IpU KOMHATHON TeMrepaType B TedeHue 2 4. Peaknuio KoH-
HeHTpUpoBaiy jocyxa ¢ mosydeaneM N-((1S,2R)-2-aMHHOITUKIIONIEHTHIT)aKpHUIaMH/Ia, KOTOPBIA PaCTBOPSIIN B
DMF (2 mm).

Cramus B. 5-(4-Metun-6-(TupuanH-2-IOKCH ) TUPUANH-3 -1 )-4-0kco-4,5-murunpo-3H-1-tna-3,5,8-tpu-
azaaneHaTHIICH-2-KapOOHOBasI KUCIOTa. YKa3aHHOE B HA3BAHWU COCIUHEHHE IOJIYJalld CIIocoO0M, aHaJIOTHY-
HBIM CIOCOOY TIOJNIYYeHHS TIPOMEXYTOYHOTO coenuHeHus 15, ¢ mnpuMeHeHueM 2-GTop-4-MeTHII-S-
HUTPOIMPUINHA ¥ MUPUINH-2-01a Ha ctaguu A, 6e3 Cu. MC (UDP): macca, paccuntannas s CyyHi3N50,4S,
419,41; m/z o pe3ynbraTam aHamusa: 420,1 [M+H]".

Cragus C. N-((1R,2S)-2-AxpunaMu0IUKIONCHTI)-5-(4-MeTHIT-6-(TUPUIIH-2-WIOKCH ) TAPYTHH-3 - 1)
4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamua. Pacteop 5-(4-metmn-6-(nupuauH-2-
WJIOKCH ))TUPUANH-3-1i)-4-0kco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenad runen-2-kap6onoBoit kuciotsl (700
Mr, 1,67 mmons), TpudTuiaamuaa u HATU (82 5 mr, 2,17 mmoins) B8 DMF (3 MuT) mepememmuBaiy Npyu KOMHATHOR
TeMIepaTrype B TeueHHe 15 MuH ¢ 0Opa3oBaHHEM aKTHBHPOBAHHOTO cioxkHOTO 3¢dupa. K manHomy pactBopy
nobapns N-((1S,2R)-2-aMUHOIMKIIONIEHTIUT)akpiiaMu, (CO cTaauu A) W TepeMeIInBali NP KOMHATHOM
temrieparype, moka LCMS He mpoieMOHCTpUpOBaiIa, 9TO peakiys 3aBepimuiach. Peaknuro BeuBanu B H,O u
0CaJIoK, KOTOPBIH oOpazoBaiics, coOupanu myteM (uibTpaiuu. OCTaTOK OYHUIIAIN C IMTOMOIIBIO KOJOHOYHOH
(em-xpomarorpaduu ¢ MoyueHNEM yKa3aHHOTO B Ha3BaHUM coenmHeHus (380 mr, Beixon 41%) B BUIe xei-
toro TBepaoro BemectBa. MC (UDP): macca, paccuutannast anst C,gH,sN50,4S, 555,6; m/z mo pesyneratam aHa-
mmsa: 556,1 [M+H]". '"H SIMP (400 MTI'wi, . IMCO-dg): & 10,22 (br, 1H), 8,40-8,19 (m, 3H), 7,95-7,84 (m, 2H),
7,82-7,69 (m, 1H), 7,29-7,23 (m, 2H), 7,22-7,16 (m, 1H), 6,28-6,14 (m, 1H), 6,11-6,02 (m, 2H), 5,60-5,46 (m,
1H), 4,34-4,19 (m, 2H), 2,15 (s, 3H), 1,98-1,83 (m, 2H), 1,82-1,68 (m, 2H), 1,67-1,48 (m, 2H).

IMpumep 489. N-((1R,2S)-2-AxpunaMuIOIHUKIONECHTH)-5-(4-MeTHI-6-((2-METHITHPHIHH-3 -1 ) OKCH )ITH-
puauH-3-1mn)-4-okco-4,5-nurunpo-3H-1-tua-3,5,8-TpuazaaneHad TineH-2-kapOoKcaMu I,
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Cramust A. 5-(4-Metnn-6-((2-MeTHIIMPUANH-3-1IT)OKCH ) TUPUIUH-3 -1 )-4-0Kkco-4,5-nurnapo-3H-1-Tua-
3,5,8-TpnazaarienadTrineH-2-kapOOHOBasT KHCIIOTA. YKa3aHHOE B Ha3BaHWU COEIMHEHHE IOJyYalH CIocoOoM,
AQHAJIOTUYHBIM CIIOCOOY TOJIyYEeHHUS! MPOMEXKYTOUHOI'O COoeluHeHHs 15, ¢ mpumeHeHueM 2-drop-4-metni-5-
HUTPONMPUANHA W 2-METHINHPHINH-3-oa Ha ctaguu A, 6e3 Cu. MC (MDP): macca, paccuutaHHas ajs
C,1H;sN50,S, 433,44; m/z o pe3ynsTataM aHanmsa: 434,0 [M+H]".
Cramus  B. N-((1R,25)-2-AxpmiaMugoAKIOTEHTHN )-5-(4-MeTHI-6-((2-ME TUITTHUPU TUH-3 -JT)OKCH )TTH-
puanH-3-1n)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenadtunen-2-kapobokcamun. K pactBopy  Tpet-
oytui-((1R,25)-2-akpunamunonukionenran)kapdbamara (500 mr, 1,97 mmons) B DCM (3 mut) noGasisuin me-
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TaHcyab(oHoByIo kucnorty (0,387 1, 5,96 MMoIb) M IepeMeIIMBaIl TP KOMHATHON TeMIlepaType B TeueHHe 2
4. Peakunio koHIIeHTpHpoOBany nocyxa ¢ nosydenueM N-((1S,2R)-2-aMUHOIMKIONEHTHI)aKpriIaMua, KOTOPBIH
pactBopsittu B DMF (2 wmm) wm tpwdtunamuae (0,474 wmn, 3,40 mmons). PactBop 5-(4-metmin-6-((2-
METWITTHPHUIAH-3 -1 )OKCH ) TUPUIUH-3-11)-4-0KCc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad runeH-2-kap6o-
HOBOM KHCIOTHI (736 mr, 1,34 MMoib), TpraTiinamuna (0,474 M, 3,40 mmoins) 1 HATU (742 mr, 1,95 MmMouts) B
DMF (4 mur) nmepemMemuBaiy Mpyu KOMHATHON TEMIIEpAaType B TeueHUe 15 MUH ¢ 00pa3oBaHHEM aKTHBHUPOBAHHO-
ro croxkHoro 3¢upa. K nannomy pactBopy mo6asismu pactBop N-((1S,2R)-2-aMUHOIIMKIOTICHTH )aKpUIIaMHU/Ia,
YKa3aHHBIN BBIIIE, U TIEPEMEIINBAIN P KOMHATHON TeMIlepaType B TedeHHe 2 4. Peakiuio oduinaiy ¢ momMo-
MBI0  KOJOHOYHOM (urem-xpomarorpadpun  (MeOH/H,O) ® cHOBa TNpUMEHSIM KOJIOHOYHYIO  (hJier-
xpomarorpapuro (DCM/MeOH) ¢ nonydeHneM yka3aHHOTO B Ha3BaHWU coepnHeHus (636 mr, Beixox 99,5%) B
Buze Oenoro TBepaoro Bemectea. MC (MDP): macca, paccunrannas mist CooH,7N-0,4S, 569,6; m/z mo pe3ynbTa-
tam asammsa: 570,2 [M+H]". 'H SIMP (400 MI't, CD;OD): & 8,29 (s, 2H), 8,15-8,04 (m, 1H), 7,59 (d, J=7,9 I’y
1H), 7,40-7,28 (m, 1H), 7,19 (s, 1H), 6,32-6,14 (m, 2H), 6,13-6,05 (m, 1H), 5,59 (d, J=9,7 I'u, 1H), 4,47-4,28
(m, 2H), 2,41 (s, 3H), 2,26-2,18 (m, 3H), 2,11-1,98 (m, 2H), 1,94-1,82 (m, 1H), 1,76-1,55 (m, 3H).

IMpumep 490. N-((1R,2S)-2-AxpuiaaMuI0IUKIONEHTHN)-5-(4-MeTHI-6-(TTUPUIUH- 3 -HIOKCH ) TUPHIMH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHad TrieH-2 -kapOoOKCaMHu/I.
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Cramus A, 5-(4-MeTun-6-(upuauH-3-MIOKCH ) TUPUIUH-3-11)-4-0Kkc0-4,5-murunpo-3H-1-tna-3,5,8-
TpHazaarneHaPTHIeH-2-KapOOHOBas KUCJIOTA. YKa3aHHOE B Ha3BaHUHU COSIMHEHHUE TIOIydJad CIIOCOOOM, aHaJo-
THYHBIM CIOCOOY TIONYYCHUs TPOMEKYTOYHOTO COeOuHEHUs 15, ¢ mnpumeHeHueMm 2-prop-4-meTmi-5-
HUTPOIUPUINHA ¥ MUPUINH-3-0o1a Ha ctaguu A, 6e3 Cu. MC (UDP): macca, paccuntannas s CyHi3N50,4S,
419,41; m/z o pe3ynbraTam aHamusa: 420,0 [M+H]".

Cragus B. N-((1R,2S)-2-AxpunaMu ouKIONCHTIN)-5-(4-MeTHIT-6-(TUPUIIH-3 -WIOKCH ) TAPYTHH-3 - 1)
4-okco-4,5-qurunpo-3H-1-tua-3,5,8-tpuazaanenadrunes-2-kapookcamua. K pacreopy tper-0ytmn-((1R,25)-2-
aKprIaMHIOUMKIONeHTI)kapobamaTa (500 mr, 1,97 mmons) B DCM (3 M) 100aBIsud METaHCYIb()OHOBYIO
kucioty (0,387 1, 5,96 MMoOJIb) M TIepeMeIBaIl P KOMHATHOW TeMIlepaTrype B TedeHue 2 4. Peakmuio KoH-
HeHTpUpoBain Jocyxa ¢ moydeaneM N-((1S,2R)-2-aMHHOITUKIIONIEHTHIT)aKpHUIaMH/Ia, KOTOPBIA PacTBOPSIIN B
DMF (2 mn) u tpwytwiamubae (0,474 wmm, 3,40 mmons). PactBop 5-(4-Metnin-6-((2-MeTunmupuanH-3-
WJT)OKCH)TUPUIUH-3-11)-4-0Kkco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenad rrieH-2-kapOoHOBOM KHUCIIOTHI
(712 wr, 1,34 mmons), TpudTunamuna (0,474 mn, 3,40 mmons) u HATU (742 wr, 1,95 mmons) B8 DMF (4 murn)
TepeMeIInBaIN TPH KOMHATHON TeMIlepaTrype B TedeHue 15 MuH ¢ 0Opa3oBaHHEM aKTHBHPOBAHHOTO CIIOXKHOTO
a¢upa.

K nannomy pacrBopy no6asmsumn pactBop N-((1S,2R)-2-aMHHOIMKIONEHTHI)aKpHIaMuia, yKa3aHHbBIA
BBIIIIC, ¥ TICPEMCIIUBAIIN TIPU KOMHATHOHN TEMIIEpaType B TEYCHUE 2 Y. PeakIMio OYHMINaId ¢ MOMOIIBI0 KOJIO-
HouyHOW uem-xpomaTorpadpunn (MeOH/H,0) n cHOBa mpHMEHSUTM KOJIOHOYHYIO (ienr-xpomarorpapuro
(DCM/MeOH) ¢ nomyuyeHnem yka3aHHOTO B Ha3BaHMM coeanHeHus (742 wmr, Beixon 99,6%) B BHIE JKEITOTO
tBepaoro Bemectsa. MC (MOP): macca, paccunrannas mist CogH,sN,0,S, 555,6; m/z mo pe3ynbraTtam aHaiau3a:
556,1 [M+H]". '"H SIMP (400 MI', CD;OD): & 8.46 (s, 1H), 8.43-8.35 (m, 1H), 8.32-8.23 (m, 1H), 8.16-8.04
(m, 1H), 7.71 (d, J=8. 0 Hz, 1H), 7.56-7.41 (m, 1H), 7.18 (s, 1H), 6.31-6.15 (m, 2H), 6.14-6.06 (m, 1H), 5.58 (d,
J=9.6 Hz, 1H), 4.48-4.29 (m, 2H), 2.26-2.16 (m, 3H), 2.11-1.96 (m, 2H), 1.95-1.82 (m, 1H), 1.78-1.58 (m, 3H).

IIpumep 491. N-((1R,2S)-2- AkpHuaaMuIOITUKIOIEHTII)-4-0KC0-5-(5-(MMUpUINH-3 -UITOKCH ) TUPHTAH-2 - 1T -

4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TrieH-2-kapOOKCaAMHUI.
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Cramuss A. 4-Oxco-5-(5-(mupunnH-3-uiokcH)mupuant-2-un)-4,5-nurunpo-3H-1-tua-3,5,8-tpuazaamnena-
(drunen-2-kapOoHOBas KUCIOTA. YKa3aHHOE B Ha3BaHWM COCAMHEHHE TOTYYald CIIOCOOOM, aHAIOTUIHBIM CIIO-
co0y ToIydeHHs MPOMEKYTOUYHOTO COSAMHEHHU 15, ¢ mpuMeHeHneM S5-OpoM-2-HUTPOTIMPUANHA U MHPHUIAH-3-
oyia Ha craguu A, 6e3 Cu. MC (MDP): macca, paccunrannas 1t CioH i NsO,4S, 405,39; m/z mo pesymbraTtam
anammsa: 406,0 [M+H]'".

Cramus B. N-((1R,25)-2-AxpuiiaMuIOIMKIONEHTH )-4-0KC0-5-(5-(MpUaUH-3 -HITOKCH ) TUPH IH-2 - HJT) -
4,5-nurunpo-3H-1-tna-3,5,8-rpuazaanenadrunen-2-kapookcamun. K pactBopy  tper-Oytmia-((1R,2S)-2-
aKpriIaMHuIOUUKIoNeHTIw)kapoamaTa (350 mr, 1,38 mmons) B DCM (2 M) 100aBimsud METaHCYIb()OHOBYIO
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kucnoty (0,271 mn, 4,17 MMoIb) U epeMeIMBaIy P KOMHATHOM TeMIlepaType B TeueHue 2 4. Peakiuro koH-
HEHTPUPOBAIH Aocyxa ¢ noiaydeHrneM N-((1S,2R)-2-aMHUHOUMKIIONEHTHI)aKpriIaMya, KOTOPBIH pacTBOPSUIH B
DMF (2 mi) u tpwstrnamune (0,332 mut, 2,38 mMoinb). PactBop 4-okco-5-(5-(mupuanH-3-UI0KCH ) TAPUIHH-2 -
nn)-4,5-nurunpo-3H-1-tra-3,5,8-tpuazaanenadruneH-2-kapooHoBor KUCIOTHI (482 mr, 0,939 MMOIB), TPUITH-
nmamuHa (0,332 mr, 2,38 mmonb) 1 HATU (520 mr, 1,37 mmons) B DMF (2 M) nepeMeniiBaiv Mpyu KOMHATHOM
TeMIepaTrype B TeueHHe 15 MuH ¢ 0Opa3oBaHHMEM aKTHBHPOBAHHOTO cioKHOTO 3¢dupa. K manHomy pactBopy
nobasnsi pactBop N-((1S,2R)-2-aMUHOIMKIIOTICHTH )aKpUIaMU/Ia, YKa3aHHBIN BBIIIE, U MMEPEMEIINBATN TIPH
KOMHATHOW Temmeparype B TedeHne 30 MuH. Peaknuio ouumand ¢ TIOMOIIBIO KOJIOHOYHOW (hierr-
xpomarorpadpuun (MeOH/H,0O) u cHOBa ¢ moMoInipi0 KoJoHOYHOH ¢ureni-xpomatorpaduu (DCM/MeOH) ¢ mo-
JYyYCHUEM YKa3aHHOTO B Ha3BaHUM coenuHeHus (210 mr, 40,6% BBIXOO) B BUJAE KEITOTO TBEPIOTO BEIICCTBA.
MC (U3P): macca, paccuntanHas aius Cy;Hp;N;,04S, 541,6; m/z o pesynpratam anaimsa: 542,1 [M+H]". 'H
SAMP (400 MI'w, .IMCO-dg): 6 10,09 (s, 1H), 8,58-8,52 (m, 1H), 8,52-8,40 (m, 2H), 8,37-8,27 (m, 1H), 7,95-
7,83 (m, 1H), 7,83-7,71 (m, 2H), 7,69-7,59 (m, 2H), 7,54-7,39 (m, 1H), 6,27-6,13 (m, 2H), 6,13-5,96 (m, 1H),
5,60-5,48 (m, 1H), 4,33-4,20 (m, 2H), 2,00-1,86 (m, 2H), 1,80-1,68 (m, 2H), 1,65-1,46 (m, 2H).

IMpumep 492. N-((1R,2S)-2-AxpriaMHIOIHUKIONESHTH )-5-(2-MeTHII-6-(TUPUMHIMH-S5 -HITOKCH ) TUPHIHH-
3-un)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rprnazaaneHad TuiieH-2-KapOOKCaMILI.
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Cramus  A. 5-(2-MeTun-6-(TUpUMUATUH-5 -MIIOKCH ) TUPUIUH-3-11)-4-0kc0-4,5-murunpo-3H-1-tna-3,5,8-
TpraszaaneHadTHICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BaHUM COEIMHEHHE IOJTydalli cIiocoOoM, aHajo-
THYHBIM CHOCOOY TIOJNyYeHHS! TPOMEXKYTOYHOTO COeOWHEeHus1 15, ¢ mnpuMeHeHHeM 6-XJop-2-MeTui-3-
HUTPONMPUANHA U 2-XJOpHUPUMHANHA-5-07a Ha cramuu A, 6e3 Cu. MC (UDP): macca, paccuutaHHas ajs
C19H,N40,S, 420,40; m/z no pesynsratam aHanmsa: 421,0 [M+H]".

Cragus B. N-((1R,2S)-2-AkpriaMUAIOIUKIONCHTIII)-5-(2-MeTHI-0-(MUPUMUANH-5-HIOKCH ) TUPUTAH-3 -
win)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaaneHadrunen-2-kapookcamun. PactBop 5-(2-metnin-6-(mupumu-
JINH-5-WIIOKCH ) TUPUIUH-3-11)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-tpuazaanenadruneH-2-kapOOHOBOK KHCIIO-
161 (800 Mr, 1,90 MMoIB), TpuaTHIaMuHA (289 mr, 2,8 5 Mmonb) 1 HATU (941 wmr, 2,47 mmonb) B DMF (8 M)
MepeMeIInBaId IPH KOMHATHON TeMIlepaTrype B TedeHue 15 MuH ¢ 00pa3oBaHHEM aKTHBHPOBAHHOTO CIIOXKHOTO
a¢upa. K marHomy pactBopy mobasisuiu pactBop N-((1S,2R)-2-amuHonmkmonenTin)akpuwiamuaa (376 mr, 2,44
MMOJIb) U TpudTHIIaMuHa (481 mr, 4,76 Mmmoins) B DMF (2 Mir) 1 mepeMentiuBav Py KOMHATHOHN TeMIiepaType B
teyerre 30 MuH. Peakiuio ouniaim ¢ moMoIIsio KoJoHOUHOH (iernn-xpomaTorpadum (MeOH/H,0) ¢ momy4e-
HHEM YKa3aHHOTO B Ha3BaHUM coeaumHeHus (560 wmr, Beixon 52,9%). MC (MOP): macca, paccuutaHHas Ui
C,7H,4NgO4S, 556,6; m/z o pe3ynbTaTam ananusza: 557,1 [M+H]+. 'H amP (400 MTI'ti, CD3;0OD): 6 9,01 (s, 1H),
8,80 (s, 2H), 8,34-8,28 (m, 1H), 7,95-7,85 (m, 1H), 7,23-7,16 (m, 1H), 6,31-6,10 (m, 3H), 5,64-5,54 (m, 1H),
4,47-4,32 (m, 2H), 2,23-2,16 (m, 3H), 2,13-2,01 (m, 2H), 1,96-1,84 (m, 1H), 1,80-1,59 (m, 3H).

IMpumep 493. N-((1R,2S)-2-AxpmiiaMHIONHUKIONSHTH)-5-(5-((2-MeTHIITUPUANH-3 -HIT) OKCH ) TUPHU T H-2 -
ni)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaaneHadrune -2 -kapookcaMu.
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Cramus A. 5-(5-((2-MetunmupuauH-3 -MT)OKCH ) TAPUANH-2 -1 )-4-0kco-4,5-muruapo-3H-1-tna-3,5,8-Tpu-
azaaneHaTHIICH-2-KapOOHOBasT KUCIOTa. YKa3aHHOE B HA3BAHWU COCIUHEHHE IOJIYJalld CIIocoO0M, aHaJIOTHY-
HBIM CTIOCOOY TOJIYYECHHUS MPOMEXKYTOUHOTO COSAMHEHHS 15, ¢ MpUMEHEeHnEM S5-OpoM-2-HUTPOIUPUANHA H 2-
METWIMHPUANH-3-01a Ha cTaauu A, 6e3 Cu. MC (MDP): macca, paccuntannas maiust CyoH 3N504S, 419,41; m/z
o pesysbratam ananusza: 420,0 [M+H]".

Cragus B. N-((1R,2S)-2-AxpunaMuIonuKIOneHTHN )-5-(5-((2-MeTHIIHPUINH-3 -1 ) OKCH ) TAP YT H-2 - 1T -
4-oxco-4,5-quruapo-3H-1-tua-3,5,8-tpuazaanenadrunes-2-kapookcamua. K pacreopy tper-0ytmn-((1R,25)-2-
akpriIamMuIonukiIoneHTmwi)kapoamata (300 mr, 1,18 mmons) B DCM (2 M) 100aBisuid METaHCYIb()OHOBYIO
kucnoty (0,232 M, 3,58 MMoOIIb) U MepeMeIINBaIy P KOMHATHOHN TeMIepaType B TeueHue 2 4. Peakiuro koH-
HEHTPUPOBAIH Aocyxa ¢ noiaydeHrneM N-((1S,2R)-2-aMHUHOUMKIIONEHTHIT)aKprUiIaMya, KOTOPBIH pacTBOPSUIH B
DMF (2 mi) u tpudtrnamune (0,284 mi, 2,04 mmons). PactBop 5-(5-((2-MeTuamupuauH-3 -1I1)OKCH ) TAPUIUH-2 -
nn)-4-oxco-4,5-guruapo-3H-1-tua-3,5,8-rpuazaanenadTuneH-2-kapooHoBoi kucnotel (428 1, 0,805 MMoIb),
tpudTHnamuna (0,284 mi, 2,04 mmons) u HATU (445 mr, 1,17 mmons) B8 DMF (2 mi1) mepeMemuBav pu KOM-
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HaTHOHM TeMmeparype B TeueHHe 15 MHH ¢ 00pa3oBaHHEM aKTHBUPOBAHHOT'O ClIOXHOTro 3¢upa. K manHoMy pac-
TBOPY noOaBisuu pactBop N-((1S,2R)-2-aMUHOIMKIONEHTII )aKpHIIaMHU/1a, YKa3aHHBIH BEIIIE, M EpeMEIINBaIIN
Py KOMHATHOW TeMmIeparype B TedeHne 2 Y. Peaknuio oOYMINAIM C TOMOIIBI0 KOJOHOYHOH (hier-
xpomatorpadun (MeOH/H,0) u cHOBa MpUMEHSUTH KOJIOHOUHYIO Qureni-xpomarorpaduio (DCM/MeOH) ¢ mo-
Jy4eHHEM YKa3aHHOTO B Ha3zBaHUM coenuHenus (400 mr, Beixoxn 87,9%) B Buae Gemoro TBeproro Bemectsa. MC
(MDP): Macca, paccuntanHas mis CosH,sN;0,4S, 555,6; m/z mo pesynsTataM aHanmmsa: 556,1 [M+H]". 'H aMP
(400 MI'u, .AMCO-ds u CD;0D): & 8,40-8,33 (m, 1H), 8,33-8,26 (m, 2H), 7,60-7,53 (m, 2H), 7,51-7,46 (m,
1H), 7,32-7,25 (m, 1H), 6,26-6,15 (m, 2H), 6,12-6,06 (m, 1H), 5,56-5,51 (m, 1H), 4,32-4,28 (m, 2H), 2,45 (s,
3H), 2,01-1,88 (m, 2H), 1,84-1,74 (m, 1H), 1,73-1,60 (m, 2H), 1,59-1,48 (m, 1 H).

IMpumep 494. N-((1R,2S)-2- AkpuaaMuIOIUKIONEHTII)-S5~(2-MeTHI-6-(TUPHUINH-3 -MIOKCH ) TUPUIUH-3 -
wi)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenadTune -2 -kapookcaMu.

(UL
N N NH S
f\I\WRé

~Z

N S O

Cragus A. 5-(2-Metun-6-(mupuanH-3-uIoKCH)TUPUANH-3-1i)-4-0kco-4,5-nurunpo-3H-1-tua-3,5,8-tpu-
azaarnieHa() TUIICH-2-KapOOHOBasl KUCIIOTa. YKa3aHHOE B Ha3BAHUU COCITUHCHHUE MONTyYad CIIOCOOOM, aHAIOTHY-
HBIM CIOCOOY TIOMYYEHHUS MPOMEXKYTOYHOTO COCOUHEHWsI 15, ¢ TpHMeHeHHeM 6-XJop-2-MeTHI-3-HUTPO-
TMUpHUIMHA U TUPUIUH-3-0J1a Ha cTanuu A, 6e3 Cu. MC (MDP): macca, paccuntanast maist CyoH 3N504S, 419,41;
m/z o pe3ymbTaTam aHanmza: 420,1 [M+H]".

Cramus B. N-((1R,2S)-2- AxprnaMug0uKIONESHTHI )-5-(2-MeTHII-6-(TUPUIAH-3 -UIOKCH ) TUPHTAH-3 - 1T -
4-okco-4,5-murunapo-3H-1-tna-3,5,8-TpuazaanenadtuieH-2-kapookcamua. PactBop 5-(2-metnin-6-(mupuana-3-
WIOKCH)TUPHUINH-3-11)-4-0kc0-4,5-muruapo-3H-1-tra-3,5,8-rpuazaanenad aneH-2-kapOooHOBONH KHCIOTHI (650
mr, 1,55 mmons), Tpuatinamuna (313 mr, 3,10 mmone) 1 HATU (331 mr, 0,870 mmoins) B DMF (5 mur) nepeme-
NIMBaJIH NPU KOMHATHON TeMIleparype B Te4eHUe 15 MUH ¢ 00pa3oBaHHEM aKTUBHPOBAHHOTO CIIOKHOTO 3(upa.
K nanHoMy pactBopy mobasisiin pactBop N-((1S,2R)-2-amunonuknonentmn)akpriamuaa (303 mr, 1,97 Mmoss)
u TpuaTiamMuHa (894 wmr, 8,85 mmois) B8 DMF (5 mim) u mepeMeimBaiy npu KOMHaTHOH TeMIieparype B Teue-
aHue 10 MuH. Peakiuro odumiany ¢ MOMOIIBI0 KOoJOHOYHOU duemr-xpomaTorpaduu (MeOH/H,0O) u cHoBa ¢ mo-
MOIIBIO0 KOJIOHOYHOH (nent-xpomarorpadpun (DCM/MeOH) ¢ nonydeHneMm yka3aHHOTO B Ha3BaHWH COEIMHE-
Hus (480 wmr, BeIXOA 55,7%) B Bume xenroro TBepporo BemectBa. MC (MOP): macca, paccuuranHas Ais
C,sH,sN,0,S, 555,6; m/z no pesynbrataM aHammsa: 556,1 [M+H]'. 'H sIMP (400 MTI', CD;0D): & 8,52-8,45
(m, 1H), 8,43-8,37 (m, 1H), 8,36-8,30 (m, 1H), 7,85-7,79 (m, 1H), 7,78-7,70 (m, 1H), 7,54-7,46 (m, 1H), 7,15-
7,06 (m, 1H), 6,31-6,10 (m, 3H), 5,65-5,56 (m, 1H), 4,50-4,27 (m, 2H), 2,18 (s, 3H), 2,10-1,88 (m, 3H), 1,78-
1,60 (m, 3H).

IIpumep 495. N-((1R,25)-2-AxpriaMuAOIUKIOTCHTHN )-5-(2-MeTHI-6-((6-ME TUITTHUPU TUH-3 -FJT)OKCH )TTH-
puanH-3-1n)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-tpuazaanenad TuireH-2-kap O0KCaMuI.
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Cramust A. 5-(2-Metnn-6-((6-MeTHIIMPUANH-3-1IT)OKCH ) TUPUIUH-3 -1 )-4-0Kkco-4,5-nuruapo-3H-1-Tua-
3,5,8-TpuazaarienadTrineH-2-kapOOHOBasT KHCIIOTA. YKa3aHHOE B Ha3BaHWU COEIMHEHHE IMOJyYald CrocoOoM,
AQHAJIOTUYHBIM CIIOCO0Y TOJIyYeHHS! MPOMEKYTOYHOTO COEAWHEHUs 15, ¢ IMpUMEHEHHEM O6-XJIop-2-MeTHII-3-
HUTPONMPUANHA U O-METHINUPHIANH-3-oa Ha cTaguu A, 6e3 Cu. MC (MDP): macca, paccuutaHHas ajs
Cy0H13N50,8S, 419,41; m/z o pe3ynsTataM aHanmsa: 420,1 [M+H]".

Cramus B. N-((1R,2S)-2-AKkpuiaaMuIOIMKIONEHTI)-5-(2-MeTHIT-6-((6-MEeTHIITUPHINH-3 -HIT) OKCH ) ITUPH-
IuH-3-11)-4-0kco-4,5-nmuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapobokcamun. PactBop 5-(2-meTwmir-6-
((6-meTunmUpHUINH-3 -WIT)OKCH ) TUPUINH-3 -1 )-4-0Kkc0-4, 5-murunpo-3H-1-tua-3,5,8-tpuazaanenad tuneH-2-kap-
6onOBOM KHCIOTH (1000 Mr, 2,31 MMoub), TpudTHIamMuHa (466 mr, 4,61 mMons) u HATU (1315 wmr, 3,460
mmoinbs) B DMF (5 mur) nepemerimBany mpy KOMHAaTHOHM TeMIepaTtype B T€4eHHe 15 MUH ¢ 00pa3oBaHHEM aKTH-
BUPOBaHHOTO cioxHoro sdupa. K nmannomy pactBopy moGasisumm pactBop N-((1S,2R)-2-amunonmkiio-
neHTHI)akpuiaamuza (485 mr, 3,15 MmMonb) n TpusTmiiamuHa (1472 mr, 14,57 mmons) 8 DMF (5 M) 1 nepeme-
IIMBaJI TIPY KOMHATHOH TeMneparype B TedeHue 10 MuH. Peakiio ouniman ¢ moMOIIbI0 KOJIOHOYHOH Quiem-
xpomarorpadpuun (MeOH/H,0O) u cHOBa ¢ moMoIip0 KoJaoHOYHOH ¢ureni-xpomatorpaduu (DCM/MeOH) ¢ mo-
Jy4CHHUEM YKa3aHHOTO B Ha3BaHuu coemuHeHus (781 mr, Berxox 59,4%) B BUE KENTOrO TBEPAOTO BEIECTBA.
MC (M3P): macca, paccuntanHas 1ui C,0H»N;0,4S, 569,6; m/z mo pesymbraTaM aHammsa: 570,1 [M+H]". 'H
SMP (400 MTI'u, CD;0D): 6 8,36-8,29 (m, 2H), 7,86-7,78 (m, 1H), 7,65-7,58 (m, 1H), 7,40-7,33 (m, 1H), 7,10-
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7,01 (m, 1H), 6,33-6,15 (m, 2H), 6,13-6,08 (m, 1H), 5,65-5,56 (m, 1H), 4,53-4,32 (m, 2H), 2,55 (s, 3H), 2,22-
2,16 (m, 3H), 2,15-2,00 (m, 2H), 1,96-1,83 (m, 1H), 1,81-1,59 (m, 3H).
IIpumep 496. N-((1R,2S)-2-AxpunaMugortukiIoneHT)-5-(*S)-(2-meTmn-4-((6-MeTHIITUPUIUH-2 -HT ) OK-
cu)dpenmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMu.
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XwupanbHas ounctka SFC (memonBmwkHas daza: CHIRALCEL AS-H, 5 mxwm, 25020 MM, moaBmkHas dasa:
60% CO2, 40% MeOH) N-((1R,25)-2-akpumaMuIoUUAKIONEHTHN)-5-(2-MeTHIT-4-((6-ME THIIITHUPUTUH-2 -FJT ) OK-
cu)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapbokcamuaa (mpumep 368) obecre-
guBana noixydenue *S-arpomnomzomepa. MC (MDP): macca, paccunrtannast 1 C3;gHysNgO4S, 568,7; m/z mo pe-
3ynbTataM aHammza: 569,3 [M+H]". "H SIMP (400 MI'u, CDCLy): & 9,52 (s, 1H), 8,34 (d, J=5,5 I'u, 1H), 7,67-
7,56 (m, 1H), 7,27-7,08 (m, 3H), 6,95 (d, J=7,4 I'u, 1H), 6,80-6,63 (m, 2H), 6,49-6,28 (m, 2H), 6,20-6,01 (m,
2H), 5,67 (dd, J=10,2, 1,4 T'y, 1H), 4,47-4,26 (m, 2H), 2,49 (s, 3H), 2,34-2,09 (m, 5H), 1,92-1,73 (m, 4H).

IIpumep 497. N-((1R,2S)-2-AxpunaMugoUKIONEHTI)-5-(*R)-(2-MeTrin-4-((6-MeTHIITUPUIUH-2-1T) OK-
cu)penmn)-4-okco-4,5-nmuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMu.
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XwupanbHas ounctka SFC (memonBmwkHas daza: CHIRALCEL AS-H, 5 mxwm, 25020 MM, moaBmkHas dasa:
60% CO,, 40% MeOH) N-((1R,25)-2-akpumamMuIouuAKIONEHTHN)-5-(2-MeTHIT-4-((6-ME THIITHPUTUH-2 -FJT ) OK-
cu)pennn)-4-okco-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcamuna (mpumep 368) obecrie-
yuBana noiaydyenue *R-arpomomzomepa. MC (MDP): macca, paccuntannas s C;oH,sNgO,S, 568,7; m/z o pe-
3ynpTataM aHammsa: 569,3 [M+H]'. 'H SIMP (400 MTI'L, CDCl): 6 9,51 (s, 1H), 8,42-8,28 (m, 1H), 7,70-7,55
(m, 1H), 7,25-7,02 (m, 4H), 6,94 (d, J=7,2 Hz, 2H), 6,81-6,65 (m, 3H), 6,46-6,29 (m, 3H), 6,26-5,99 (m, 3H),
5,79-5,60 (m, 1H), 4,45-4,24 (m, 3H), 2,49 (s, 3H), 2,40-1,82 (m, 9H).

IMpumep 498. N-((1R,2S)-2-AxpunaMugotukiIoneHT)-5-(*S)-(2-meTmn-4-((6-MeTHIITUPUIAH-3 -1T ) OK-
cn)dpenmn)-4-okco-4,5-nmuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMu.
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XwupanbHas xonoHka SFC (mermmoasmwkHas ¢aza: CHIRALCEL AS-H, 5 mxwm, 25020 MM, noasuxHas da-
3a: 60% CO,, 40% MeOH) N-((1R,2S)-2-akpuiaMuAOIMKIONCHTI)-5-(2-MeTH-4-((6-MEeTHIIAPUTITH-3-
win)okcH)pernn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruien-2-kapookcamuna  (nmpumep  384)
oOecrieynBaeT MOMYYCHHUE YKA3aHHOTO B Ha3BaHWW COCAMHEHUsS Kak *S-atpomomsomepa. MC (MIDP): macca,
paccuutannas i CsoHpgNgO4S, 568,7; m/z mo pesympTatam anammsa: 569,3 [M+H]". 'H sIMP (400 MTI'n,
CDCl): 6 9,49 (s, 1H), 8,36 (dd, J=13,0, 4,2 'y, 2H), 7,39-7,30 (m, 1H), 7,24-7,12 (m, 2H), 7,07-6,86 (m, 2H),
6,73-6,62 (m, 1H), 6,47-6,24 (m, 2H), 6,14 (dd, J=16,8, 10,3 ', 1H), 5,98 (d, J=5,4 I'y, 1H), 5,68 (d, J=10,1 I'x,
1H), 4,46-4,24 (m, 2H), 2,58 (s, 3H), 2,37-1, 58 (m, 9H).

IMpumep 499. N-((1R,2S)-2-AxpunamunonurioneHTn)-5-(*R)-(2-metuin-4-((6-Me THIITUPUITUIH-3 -HIT) OK-
cu)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapookcaMu.
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XwupansHas kononka SFC (nenonsmwxkHas ¢gaza: CHIRALCEL AS-H, 5 mxwm, 250x20 mm, noasrkHas da-

3a: 60% CO,, 40% MeOH) N-((1R,2S)-2-AxpuiaaMugOIUKIONCHTIN)-5-(2-MeTHI-4-((6-MeTHAMHPUINH-3-1IT)
okcH)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapbokcamuga (mpumep 384) obec-
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MIEYMBACT ITOJTydCHUE YKa3aHHOTO B Ha3BaHWM COeIUHEHMS Kak *R-atporonzomepa. MC (UOP): macca, paccun-
tanHas s C3oHpgNgO4S, 568,7; m/z mo pesynbratam anammza: 569,3 [M+H]+. 'H IMP (400 MI'u, CDCls): &
9,50 (s, 1H), 8,44-8,21 (m, 2H), 7,33 (dd, J=8,4, 2,8 I'n, 1H), 7,19 (d, J=8,5 T'u, 2H), 7,03-6,85 (m, 2H), 6,74 (d,
J=5, 8 T'y, 1H), 6,45-6,33 (m, 1H), 6,31-6,08 (m, 2H), 6,02-5,93 (m, 1H), 5,69 (d, J=10,2 I'u, 1H), 4,42-4,22 (m,
2H), 2,58 (s, 3H), 2,37-1,73 (m, 9H).

IIpumep 500. N-((1R,2S)-2-AxpunaMuaortukiaoneHTn)-5-(*S)-(2-meTmn-4-((2-MeTHIIHPUIAH-3 -1T ) OK-
cn)penmn)-4-okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadruneH-2-kapobokcamuaa.
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XwupanbHas ounctka SFC (memonBmwkHas daza: CHIRALCEL AS-H, 5 mxwm, 25020 MM, moaBmkHas dasa:
60% CO,, 40% MeOH) N-((1R,2S)-2-axpuinaMuIOIMKIONECHTI)-5-(2-MeTni-4-((2-MeTUNITUPUANH-3 -HIT)0-
kcH)pernin)-4-okco-4,5-nqurunpo-3H-1-tna-3,5,8-tprazaanenadrunes-2-kapookcamuaa (npumep 367) obecrie-
yuBana noiydenue *S-arpomonzomepa. MC (UDP): macca, paccunrannas ans Ci;oHpsNgO4S, 568,7; m/z o pe-
3ynapTaTaM aHamms3a: 569,3 [M+H]+. 'H samP (400 MTI'u, CDCl5): 6 9,54 (s, OH), 8,42-8,27 (m, 2H), 7,39-7,11
(m, 4H), 6,99-6,49 (m, 3H), 6,46-5,90 (m, 3H), 5,66 (d, J=10,2 Hz, 1H), 5,30 (d, J=2,1 Hz, 1H), 4,45-4,24 (m,
2H), 2,71-1,23 (m, 11H).

ITpumep 501. N-((1R,25)-2-AxpunamMuaonukaoneHTn)-5-(*R)-(2-metnn-4-((2-MeTHImupuIuH-3 -
win)okcH)pernn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-rprazaanenad ruineH-2-kapOoKcaMu .
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XwupanbHas ounctka SFC (memonBmwkHas ¢aza: CHIRALCEL AS-H, 5 mxwm, 25020 MM, moaBmkHas dasa:
60% CO,, 40% MeOH) N-((1R,25)-2-akpumamMuIoUUAKIONEHTHN)-5-(2-MeTHIT-4-((2-Me THIIHPUINH-3 -FIT ) OK-
cu)pennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5, 8-tpuazaanenadruieH-2-kapookcamuaa (npumep 3 67) obecre-
yuBana noinydenue *R-arpomomzomepa. MC (MDP): macca, paccunrtannas s C;oH,sNgO4S, 568,7; m/z no pe-
3ynbTatam aHammsa: 569,3 [M+H]". 'H SIMP (400 MTI'ti, CDCLy): & 9,64-5,57 (m, 13H), 5,36-5,23 (m, 1H), 4,46-
4,22 (m, 2H), 2,54 (s, 3H), 2,34-2,04 (m, 5H), 1,95-1,60 (m, 4H).

Ipumep 502. N-((1R,2S)-2-AxpunamMuaorukiaoneHTn)-5(*S)-(2-metnn-4-(mupuMuInH-2 -uiokcn ) pe-
HU)-4-0KCc0-4,5-nuruapo-3H-1-tna-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaAMHUI.
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XupanpHoe pasnmenenne  N-((1R,2S)-2-akpuinaMuIOIMKIONEHTI)-5-(2-MeTrIT-4-(TUPUMUATIH-2 -HITOK-
cu)penmn)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapbokcamuaa (mpumep 224) ¢ npume-
HeHueM KosoHkH [uist xupaibHoid SFC (wemonsmknas daza: CHIRALCEL AS-H, 5 mkm, 25020 MM, 1OIBIX-
Has ¢aza: 60% CO,, 40% MeOH) ¢ momyuennem *S-arponmomzomepa. MC (MDP): macca, paccuntanHas s
CasH2sN;0,S, 555,6; m/z o pesymbratam anammsa: 556,2 [M+H]". "H SIMP (400 MI'u, CDCly): & 8,60 (d, J=4,7
I'm, 2H), 8,36 (d, J=5,5 I'n, 1H), 7,38-7,19 (m, 5H), 7,12-7,05 (m, 1H), 6,72-6,61 (m, 1H), 6,44-6,31 (m, 1H),
6,26-6,00 (m, 2H), 5,69 (d, J=10,3 ', 1H), 4,41-4,26 (m, 2H), 2,37-2,25 (m, 1H), 2,20 (s, 3H), 1,97-1,81 (m,
1H), 1,81-1,68 (m, 4H).

Mpumep 503. N-((1R,2S)-2-Axpunamuonukionentn)-5(*R)-(2-MeTmin-4-(mupuMuinH-2 -UI0KCH ) pe-
HU)-4-0kc0-4,5-murunpo-3H-1-tua-3,5,8-tpuazaanenad TuiieH-2-kapOOKCaMHUI.
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XwupansHoe pazgenenue  N-((1R,2S)-2-akprmamunonuxioneHTn)-5-(2-mMeTui-4-(MpuMHIH-2 -HI0K-
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cu)pennn)-4-oxco-4,5-muruapo-3H-1-tua-3,5,8-tprazaanenadruien-2-kapookcamuna (nmpumep 224) ¢ npume-
HeHueM kosioHku 11t xupanbHoit SFC (memogsmxnast daza: CHIRALCEL AS-H, 5 mxwM, 250 x 20 MM, moa-
BrkHas ¢paza: 60% CO,, 40% MeOH) c nomyuenunem *R-arpononzomepa. MC (M3P): macca, paccuntanHas uis
CysH,sN,0,S, 555,6; m/z o pe3ymbTaTaM aHanm3a: 556,2 [M+H] . 'H IMP (400 MTI', CDCl): 6 9,50 (s, 1H),
8,60 (d, J=4,7 I', 2H), 8,36 (d, J=5, 6 T'u, 1H), 7,33-7,18 (m, 3H), 7,15-7,02 (m, 1H), 6,72 (d, J=5,3 I'u, 1H),
6,42-6,34 (m, 1H), 6,25-6.19 (m, 1H), 6,19-6,09 (m, 1H), 6,07 (d, J=5,4 T'u, 1H), 5,70 (dd, J=10,4, 1,5 'y, 1H),
4,38-4,27 (m, 2H), 2,35-2,23 (m, 1H), 2.20 (s, 3H), 1,93-1,84 (m, 1H), 1,81-1,66 (m, 4H).

IIpumep 504. N-((1R,2S)-2-AxpmiaMmuaonukioneHTn )-5(*S)-(2-meTrn-4-(MupuauH-2 -ITOKCH ) PeHIT)-4 -
okco-4,5-muruapo-3H-1-tua-3,5,8-rpnazaaneHad riieH-2-kapOOKCaMHUI.
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Kononka mis xupansaoit SFC ounctku (HermoaskHas haza: CHIRALCEL AS-H, 5 mkm, 25020 MM, 110-
newkHas daza: 60% CO,, 40% MeOH) N-((1R,2S)-2-akpunaMuaOIMKIONSHTII)-5-(2-4-MeTHiI-4-(MUpUIH-2-
wiokcn )pennn)-4-okco-4,5-murunpo-3H-1-tna-3,5,8-tpnasaanenadtunen-2-kapookcamuna  (mpumep  220)
obecrieunBaa IOJy4YeHHE yKa3aHHOTO B HasBaHuu coenuHeHws. MC (MDP): macca, paccuwranHas s
CyoHy6N6O4S, 554,6; m/z o pesynbraTtam aHanmza: 555,3 [M+H]+. 'H aMmP (400 MTI', CDCly): 6 9,69-9,42 (m,
1H), 8,45-8,17 (m, 2H), 7,86-7,64 (m, 1H), 7,22-6,92 (m, 5H), 6,82-6,63 (m, 1H), 6,63-6,47 (m, 1H), 6,40-6,30
(m, 1H), 6,20-6,00 (m, 2H), 5,66 (d, J=10,0 I'u, 1H), 4,50-4,24 (m, 2H), 2,33-1,75 (m, 9H).

IMpumep 505. N-((1R,2S)-2-AxpunamunonuknoneHTn)-5(*R)-(2-metnn-4-(mupuun-2 -1unokcH ) heHu)-4-
okco-4,5-muruapo-3H-1-tua-3,5,8-rpuazaaneHad TriieH-2-kapOOKCaMHU/I.
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Kononka mis xupansHoit SFC ourctku (HenoasmkHas gaza: CHIRALCEL AS-H, 5 mxwm, 250x20 MM, mo-
mBkHaAs daza: 60% CO,, 40% MeOH) N-((1R,2S)-2-akpunaMugonuKiIoOneHTN)-5-(2-4-MeTi-4-(upu -2~
nnokcn)hennn)-4-okco-4,5-aguruapo-3H-1-tua-3,5,8-rpuazaanenadptmnen-2-kapookcamuaa  (mpumep  220)
obecreunBaJia IMONyYeHHE YKa3aHHOTO B HaszBaHmu coeamHeHus. MC (MOP): macca, paccuuTaHHas st
CaoHa6N604S, 554,6; m/z o pesyasraram anamusa: 555,3 [M+H]". 'H SIMP (400 MI'u, CDCly): & 9,60-9,48 (m,
1H), 8,41-8,18 (m, 2H), 7,85-7,65 (m, 1H), 7,24-6,93 (m, 5H), 6,80-6,43 (m, 1H), 6,41-6,31 (m, 1H), 6,20-6,03
(m, 2H), 5,67 (d, J=10,1 ', 1H), 4,35 (d, J=6,6 'y, 2H), 2,40-1,65 (m, 10H).

IMpumep 506. N-((1R,2S)-2-((E)-2-Ilnano-3-(3-MeTHIOKCETaH-3-FT)aKpHIaM U0 JITUKIOEHTHIT)-5-(*S)-
(6-n300yTHII-4-MeTHAMUPUANH-3-11)-4-0Kkc0-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookca-
MUJI.
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Cramust  A. N-((1R,25)-2-(2-lnanoaneraMu0 ) UnKIONEeHTH)-5-(*S)-(6-1300y THII-4-ME THIIHPHUANH-3 -
win)-4-okco-4,5-nurnapo-3H-1-tua-3,5,8-rpuazaanenadrunen-2-kapookcamun. PactBop N-((1R,25)-2-amuHo-
UKIOTIEHTHN)-5-(*S)-(6-n300y THI-4-Me THmMMpuAnH-3-1i)-4-okco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaane-
HadTunen-2-xkapookcamuna (mpumep 298, nponykr craguu A, 500 mr, 0,998 MMois), 2,5-IHMOKCONUPPOITHANH-
1-un-2-mmanoanetara (273 mr, 1,50 Mmons), Tpuatriamunaa (202 mr, 2,00 mmone) 1 DCM (20 mur) mepemeru-
BaJIU TIPH KOMHATHOM TeMIlepaType B TedeHHe 2 4. Peakinio KOHIEHTPUPOBAIH JOCYXa U OYUINAIN C IOMOIIBIO
KOJIOHOYHOM ¢uiem-xpomarorpaduu ¢ TOJyICHHEM YKa3aHHOTO B Ha3BaHWU coeamHEHHUs (359 Mr, BBIXOJ
67,7%) B BUOe cBetdo-xenroro tBeproro BemiectBa. MC (MOP): macca, paccumrtannas mist Cy7HooN;03S,
531,63; m/z no pe3ympTaTam aHammsa: 532,3 [M+H]".

Cragus B. N-((1R,2S)-2-((E)-2-Lluano-3-(3-MeTHIOKCETaH-3-MIT)aKpUIaAMHUIO JIIUKIIOICHTH )-5-(*S)-(6-
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N300y THI-4-MEeTHIITUPUIUH-3 -1 )-4-0Kkc0-4,5-muruapo-3H-1-tna-3,5,8-tpnasaanenad tuieH-2-kapOokcamMu 1.
Pacteop  N-((1R,2S)-2-(2-umanoareraMui0 )uUKIONeHTN)-5-(*S)-(6-u300y THIT-4-ME THITTHP U A H-3 - 11 ) -4 -OK-
co-4,5-muruapo-3H-1-tua-3,5,8-rpuazaanenadrmieH-2-kapookcamuga (120 wmr, 0,226 MMoib), 3-MeTHII-
okceTaH-3-kapbanpaeruma (68 mr, 0,68 mmons), munepuauHa (0,3 M), ykcycHo# kuciotsr (0,1 MiT), MONeKy-
nspHbIX cuT 4A (0,5 T) 1 muokcana (5 M) MepeMenmuBain ¢ 0OpaTHBIM XOJIOAUILHUKOM B TedeHue | 4. Peak-
U0 QUIIBTPOBAIIM U PUIILTPAT KOHIICHTPUPOBAIH AocyXa. OCTATOK OYHIIAIN ¢ TIOMOIIBIO KOJOHOYHOH (hier-
Xpomarorpaduu ¢ morydeHreM yKa3aHHOTO B Ha3BaHWHU coequHeHus (99 mr, Bexon 71%) B Bunme Gemoro TBEp-
noro BemectBa. MC (MOP): macca, paccunranHas mius C;,HisN,O4S, 613,73; m/z mo pe3ynbTaTam aHamu3a:
614,3 [M+H]". "H SIMP (400 MI'u, CD;0D): & 8,42-8,36 (m, 1H), 8,35-8,31 (m, 1H), 7,56 (s, 1H), 7,41 (s, 1H),
6,05-6,00 (m, 1H), 4,80-4,57 (m, 2H), 4,53-4,32 (m, 4H), 2,76-2,70 (m, 2H), 2,25-2,19 (m, 3H), 2,19-2,03 (m,
3H), 2,01-1,75 (m, 3H), 1,71-1,54 (m, 4H), 1,03-0,94 (m, 6H).

Mpumep 507. N-((1R,2S)-2-((E)-2-llnano-4-3TOKCH-4-METUICHT-2-€HAMHUIO ) IIUKIIOICHTH )-5-(*S)-(6-
N300y THI-4-MEeTHIITUPUIUH- 3 -1 )-4-0Kkc0-4,5-murupo-3H-1-tna-3,5,8-tpnazaanenadtuieH-2-kapookcamMmu .
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K pactBopy N-((1R,2S)-2-(2-nmanoaneramMuio)uakiaoneHTN )-5-(*S)-(6-n300y THiI-4-MEe THITUPHUINH-3 -
nn)-4-oxco-4,5-nuruapo-3H-1-tua-3,5,8-rpuazaanenadruieH-2-kapookcamuaa (nmpumep 506, MPOAYKT CTaIuU
A, 250 wmr, 0,470 MMoIIB), 2-3TOKCH-2-MeTrponanais (109 mr, 0,941 MMoib) U ykcycHOU KUCIOTHI (50 MiT) B
nmuokcane (5 M) mo6apmsy numepuanH (150 M) 1 HarpeBasid ¢ 0OpaTHBIM XOJOIMIBHHKOM B TedeHue | d.
Peakiyio KOHIEHTPUPOBAIM J0CYXa U OYHIAIHN C IOMOIIBIO KOJIOHOYHOH (uien-xpoMaTorpaduu ¢ HoIydeHHU-
eM YKa3aHHOTO B Ha3BaHMHU coeuuenus (71 mr, 23% BBIXOJ) B BHJE ONIEHO-KENTOr0 TBEPIOro BemecTa. 'H
SAMP (400 MI'u, CD;0D): 6 8,42 (s, 1H), 8,32 (d, J=5,5 I'u, 1H), 7,41 (s, 1H), 7,31 (s, 1H), 6,02 (d, J=5,5 I'y,
1H), 4,54-4,44(m, 1H), 4,40-4,32 (m, 1H), 3,35 (q, J=7,0 I', 2H), 2,72 (d, J=7,3 T'u, 2H), 2,21 (s, 3H), 2,16-2,06
(m, 3H), 1,97-1,73 (m, 3H), 1,68-1,58 (m, 1H), 1,34 (s, 3H), 1,34 (s,3H), 1,09 (t, J=7,0 ', 3H), 1,01-0,96 (m,
6H).

IMpumep 508. N-((1R,2S)-2-AxpriaMuIOIUKIONEHTHI)-4-0KC0-5-(4-(TMpUMUIUH-5-110KCH ) heHm)-4,5-
murunapo-3H-1-tna-3,5,8-Tprazaanenad tuiaeH-2-KkapOOKCaMuI.
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Cramust  A.  4-Okco-5-(4-(mupumunus-S-unokcn)penun)-4,5-muruapo-3H-1-tna-3,5,8-rpnasaanenad-
THJICH-2-KapOOKCaMUIHAsT KUCIIOTa. YKa3aHHOC B HAa3BaHWU COCTUHCHHUE IMONYyYAIH CIIOCOOOM, aHAIOTHYHBIM
croco0y MOTy4YeHHs IPOMEKYTOUHOTO coemuHeHus 1, ctamun A, C-F ¢ nmpuMeHeHneM S5-0poMIUpUMUIHA U 4-
aMUHO(CHOIA Ha CTaAuU A.

Cramus B. N-((1R,2S)-2-akpuinaMuAIOIUKIONCHTIII)-4-0KC0-5-(4-(MUpUMUANH-5 -HIToKCcH ) heH I )-4,5-
nuruapo-3H-1-tna-3,5,8-Tprazaanenad tuien-2-kapookcamua. PactBopsimu tpeT-0yTmi-((1R,2S)-2-akpunamu-
JOTIMKJIOTIEHTHIT)KapbaMaT (TIpOMEeXyTOuHOe coeAnHeHne 36, mpomykT cramguu A, 301 wmr, 1,18 mMmomnp) B
CH,Cl,, no6asmsuin MsOH (227,6 mr, 2,37 MMOJIB) ¥ CMECh ITEpEMEIIMBaIN B TeUSHUE 2 4, 3aTeM PacTBOPHUTEIH
AN B BaKyyMe, OCTaTOK pacTBopsii B DMF, ero mo0aBisiiin B pacCTBOPUTEINH C 4-0KCO-5-(4-(TTUpUMUINH-
5-unoxcu)pernn)-4,5-quruapo-3H-1-tua-3,5,8-rpuazaanenadriieH-2-kapobonopoir  kuciaorot (400 mr, 0,98
mMmoutb) 1 HATU (488 mr, 1,28 MMoub) u Tpudtriiamua B DMF, mocne Toro kak LCMS mokasana, 9to peaxius
3aBepIIMIACh, €¢ BBUIMBAIHN B BOAY, OT(QMIBTPOBEIBAIIA 00pa30BaHHOE TBEPAOC BEIICCTBO M OUYHIIAIU C TOMO-
BI0 KOJIOHKH ¢ cuimkareseM (DCM/EA/MeOH=2000/1000/20) ¢ mosry4eHreM yKa3aHHOTO B Ha3BaHUH COE/IH-
HCHHS B BHJE KOpW4HeBoro tBepmoro BemectBa. (310 mr, 58%). MC (MDP): macca, paccuumTaHHas s
Cy7H,3N;04S, 541,6; m/z o pesynbratam anamuza: 542,1 [M+H]+. 'H amP (400 MTI'u, IMCO-d¢): 6 9,06 (s,
1H), 8,76 (s, 2H), 8,35-8,26 (m, 1H), 7,93-7,86 (m, 1H), 7,86-7,77 (m, 1H), 7,57-7,44 (m, 2H), 7,40-7,30 (m,
2H), 6,31-6,19 (m, 1H), 6,15-6,04 (m, 2H), 5,61-5,50 (m, 1H), 4,35-4,23 (m, 2H), 2,00-1,86 (m, 2H), 1,84-1,70
(m, 2H), 1,70-1,51 (m, 2H).

Amnanu3 cs3piBanns kuHa3sl BTK LanthaScreen

C momonipio aHanmu3a cBs3biBanus kuHa3el BTK LanthaScreen KoHTposmMpoBanu CBsI3bIBaHUE COCTUHEHUS
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¢ KuHa3HbIM oMeHoM HedochopuupoBanHoi BTK (UP-BTK) myreM KOHKypHpoBaHHUSI ¢ MEUCHHBIM (hryo-
pecuunoM BemectBoM. UP-BTK, cocrosturyio u3 kuHazHoro nomena Hedochopumuposannoro 6enka BTK (389-
659aa), MpOIyIUPOBAIIA B SKCIPECCUPYIONIEH CUCTeMe Ha OCHOBE KJIETKH Hacekomoro/0akynoBupyca. B 384-
JYHKOBOM TutaHmieTe nakyoupoBamu 2 Hr GST-meuennoit BTK uenoseka (389-659aa) ¢ coequnennem, 50 HM
MedeHHoro BemiecTBa 236 u 2 HM antutena Kk GST B TeueHne 60 MUH C MPUMEHEHHEM ONTHMH3UPOBAHHOTO
ananmza Lanthascreen™. Yepes 60 muH mmanmers! cuutbiBaian npu 340 uM u 615/665 um B Infinite F500
(Tecan). lanusie anannsupoBanu ¢ npuMmeHeHneM XIfit™ Bepcun 5.3 ot ID Business Solutions (Guildford),
BcTpanBaemoe aomnosiHenue s Microsoft Excel. pICsy otHOCUTCS K oTpunarenbHOMY log ICsg B MOmsIX.

BTK I
Ip. N\ HaszBaHMe coeOMHeHUIHd CBS3HBaHUE
pIC50

N-((1S,43) -4-axkpulaMUIOLUUKIIOTEeKCUII) —5— (*S) — (2-
1 MeTnI-4-deHoxrcubenny) —4-okco-4, S—ogurnnpo-3H-1- 7,61
Ta-3, 5, 8-TpuazaaleHadTuIIeH-2-KapOoKcaMmuna;

N-( (1R, 3S) -3-axpuiIaMUOOUUKIIOTeKCUII) —5- (2—
2 MeTuII-4-beHorcubenmi) —4-okco—-4, S-ourngpo-3H-1- 7,36
THa-3, 5, 8-TpuazaalleHadTUIIeH-2-KapboKkcaMmuna;

N-((1S,4S)-4-axpuiIaMUOOUUKIIOTeKCWUII) —5— (2—
3 MeTuJI-4-beHoxkcubenns) —4-okco-4, S5—-ourunpo-3H-1- 7,42
Ta-3, 5, 8-TpraszaalleHadTUIIeH-2-KapbokcaMuna;

N-( (1R, 2R) - 2-IMOPOKCHUUMKJIIONIEHTWJI) —5— (S) — (2-
4 MeTuII-4-beHorcubenmi) —4-oxkco—-4, S-ourngpo-3H-1- 7,73
Ta-3, 5, 8-TprazaaleHadTUIIeH-2-KapbokcaMmuna;

N-( (1R, 2S)-2-aMMHOLMKJIIOTEKCHUJI) =5- (*3) - (2-
5 MeTuJI-4-beHoxkcubenns) —4-okco-4, S—ourunpo-3H-1- 7,69
Ta-3, 5, 8-TpuazaaleHadTUIIeH-2-KapOoKcaMmuna;

-( (1R, 2S) -2-TUAPOKCULUKIIONIEHTWJI) —5— (2-MeTHJI—
-beHoxcubenwui) -4-okco-4, S5S-gurugpo-3H-1-Tra- 7,48
5

, 5, 8-TprazaalteHadTHIeH-2-kKapObokcaMm1aa ;

N
6 4
3
N-( (1R, 2S) -2- (IMMeTHUJIAM/HO ) UMKJIOTeKCWJI) —5-
(*S) - (2-MeTmII-4-beHOKCUDeHMJ) —4-0KC0O—-4, 5—

ourunpo-3H-1-Ttma-3, 5, 8-TprazaaneHadTmiieH—2—
KapBokcammma,;

N-( (1R, 2S)-2-TMOPOKCUUUKIIONEHTWI) —-5— (*3) - (2-
8 MeTnI-4-dpeHoxrcudenny) —4-okco-4, 5—ogurunpo-3H-1- 7,95
Ta-3, 5, 8-TpuazaaleHadTUIIeH-2-KapbokcaMmuna;

N-( (1R, 2R) - 2-TMOPOKCUUMUKJIIONIEHTUJI) —5— (2-MeTHJI—
9 d-benokcudpenmi) —-4-oxkco-4, S-aurugpo-3H-1-Tra- 7,41
3,5, 8-TpuasaalleHadTnIIeH-2-KapOokcaM1Ia ;

N-( (1R, 2S)-2-aMMHOUMKJIOTeKCWUJI) —5— (2-MeTmJI—-4—
10 benorcubenmi) -4-oxco-4, S-ogurugpo-3H-1-Tua- 7,35
3,5, 8-TprazaaleHadTnIeH-2-KapOokcaM1Ia ;

N-( (1R, 2R) —2-alleTaMUOOLUKJIIONEeHTUJI) —5— (2-MeTujI—
11 4d-beHokcubenmi) —4-okco-4, 5-aurngpo-3H-1-Tra- 7,24
3,5, 8-TpuazaalieHadTnIeH-2-KapbokcaM1Ia ;

N-( (1R, 2S)-2-aMMHOLUMKJIIOIEHTWJI) —5- (2-MeTHII-4-
12 beHoxcubperus) -4-oxkco-4, S-guruapo-3H-1-Tra- 7,03
3,5, 8-TprasaalleHadTnIIeH-2-KapOokcaM1Ia ;
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- ( (1R, 4R) - 4-axpuIaMUOOUUKIIOTEKCUII) —5— (2—
MeTuII-4-beHorcubenmi) —4-okco—-4, S-ourngpo-3H-1-
Ta-3, 5, 8-TpraszaalleHadTUIIeH-2-KapbokcaMmuna;

14

-( (1R, 28) -2- (OIMMeTMJIaM/HO ) UIMKJIOTEKCHKJI) —5— (2—
MeTuII-4-beHoKCUbeHMI) —4-0KkCco—-4, S-ournapo-3H-1-
Ta-3, 5, 8-TprazsaaleHadTUIIeH-2-KapbokcaMmuna;

15

N-( (1R, 4R) - 4-TUOPOKCULUKIIOTEKCUII) —5— (2-MeTnJI-
d-peHoxkcudbenmin) -4-oxco-4, 5S-aurugpo-3H-1-Tra-
3,5, 8-TprazaalueHadTnIIeH-2-KapOokcaM1aa ;

16

N- ((15,45)—4—PMHpOKCMHMKﬂOPeKCMﬂ) -5-(2-MeTUII-
d-peHoxkcubenwmi) -4-oxkco-4, 5S-aurugpo-3H-1-Tra-
3,5, 8-TprasaaueHadpTHUIIEH-2~ KapGOKcaMMHa,

17

-( (1R, 2S) -2- (ODMMeTWUJIAMMHO ) UIMKJIONIEHTUJI) —5- (2-
MeTuI-4-deHokCcubenns) ~4-okco—-4, S—ogurungpo-3H-1-
Ta-3, 5, 8-TpuaszaaleHadpTUIIeH-2-KapOoKcaMmuna;

18

-( (1R, 4R) ~4-MeTOKCULIUKIJIOTEKCUJI) —5— (2-MeTujI-4-
beHokcubenmIr) —4-okco—-4, S-gurnopo-3H-1-Tra-
3,5, 8-TpuazaalieHadTUIIeH-2-KapOokcaM1aa ;

19

-((1S,48)-4- ((E) -2-uMaHOo-3-
UMKJIONPONMIIaKPMIIaMUIO ) UIMKIIOTEKCWIT) —5— (2-MeTnJI—
d-peHoxkcudbenmi) -4-oxco-4, 5S-gurunpo-3H-1-Tra-
3,5, 8-TprazaaleHadTnIIeH-2-KapOokcaM1aa ;

20

((1S,2S) —2-TMOPOKCULMUKIIOIEHTUII) —5— (2-MeTujI—
-beHoxkcudbenus) -4-oxco-4, S5S-guruapo-3H-1-Tra-
5

, 5, 8-TpuasaaleHadTmIIeH-2-KapOoKcaMmUIa ;

21

N-
4-
3
5-

(2-MeTtun-4-dpeHorcudpenmy) -N- ( (1R, 2R) -2-
(MeTMIIaMMHO ) UIMKJIOTIEHTWJI) —4-0okco—-4, 5—ourunpo—
3H-1-Ttua-3, 5, 8-TprazaaleHadTUIIeH—2—
kapBokcammna;

22

-( (1R, 2R) -2~ aMMHOHMKHOHeHTMH) -5-(2-MeTMII-4-
beHoxcubenm) -4-oxkco-4, S-guruapo-3H-1-Tra-
3,5,8—Tpma3aaueHa@TMﬂeH 2-xrapbokcamMmna;

23

N-((1S,4S) -4-umMaHaMUIOOUUKIIOTeKCUJI) —5— (2-MeTujI-
4d-peHorkcudbenwmi) -4-okco-4, S5S-aurngpo-3H-1-Tra-
3,5, 8-TprazaauneHadTnIieH-2-KapOokcaM1aa ;

24

-( (1R, 3S) -3- (DMMeTUJIAMMUHO ) ULMKJIOTEeKCUJI) —5- (2-
MeTuII-4-dbeHOoKCUbeHMI) —4-0KkCco-4, S-ournapo-3H-1-
Ta-3, 5, 8-TpraszaalleHadpTUIIeH-2-KapbokcaMmuna;

25

-((1S,4S)-4-aMMHOLMUKJIOTEKCUII) —5— (2-MeTmJI-4 -
beHokcubenm ) —~4-okco-4, S-gurnapo-3H-1-Tra-
3,5, 8-TpuazaaneHabdTmuien-2-kapbokcamMmmua ;
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5- (2-Memnn-4-deHoxcupenmy) —4-oxkco-N- ( (1R, 2R) —
2-TIPONMOHaAMUIOUMKIIONIEHTWII) —4, S—ouruopo-3H-1-
THa-3, 5, 8-TpuazaaleHadTUIIeH-2-KapbokcaMa;

27

N-((1RS,2RS) -2-TMOPOKCULUKIIOTEKCWII) —5- (2—
MeTuI-4-beHokcubernui) —4-okco-4, 5-ourunpo-3H-1-
Tua-3, 5, 8-TpruaszaaneHabdTriieH-2-kapborcaMm1ma;

28

N-LIUKJIONeHTUJI-5— (2-MeTujI-4-peHOoKCHUbeHMIT) —4—
okco-4, 5S-gurunpo-3H-1-tna-3,5, 8-
TpraszaaleHadTHUIeH-2-kapboKkcamMuia ;

29

N-( (1R, 2R) —2- (IMMeTMUJIAMMHO ) UMKJIOTIEHTWJI) —5- (2-
MeTu—-4-beHoxkcudpenmi) —4-okco-4, S-ourunpo—-3H-1-
THa-3, 5, 8-TpuazaaleHadTuUIeH-2-KapOokcaM1aa;

30

N-((lr,3s,5R,73)-3-rnopokcuanaMaHTaH—1-mj) —5—
(2-MeTn-4-beHorcudbenns) -4-oxco-4, S5S-ourunpo-
3H-1-tna-3, 5, 8-TprasaaleHabTnIeH-2—
KapbokcaMmzoa;

31

5-(2-MeTuy-4-beHoxcudpeHmJr) —N- (2—

(MeTHJIaMMHO ) ULMKJIOTeKCKJ) —4-okco—4, 5S-auruipo-
3H-1-Ttna-3, 5, 8-TrprazaaneHadTnieH-2—
kapbokcaMmma;

32

N-((1S,2S)-2- (OguMe TMJIaM/HO ) UMKJIOIIEeHTWJI) —5- (2-
MeTu—-4-beHoxkcubenmi) —4-okco-4, S-ourunpo-3H-1-
Ta-3, 5, 8-TpruazaaneHabdTriieH-2-kKapbokcaMm1ma;

33

N-( (1R, 2S) -2-aleTaMUIOOLMUKIIOTEeKCUII) —5— (2-MeTUJI—
4d-peHorcubeHns ) —4-okco-4, b—ourunpo-3H-1-Tua-
3,5, 8-TpruazaaneHadTniieH-2-KapbokcaM1aa ;

34

5- (2-Memun-4-deHoxcupenmy) —4-oxkco-N- ( (1R, 25) —
2-TIPONMOHaAMUIOUMKIIONIEHTWII) —4, S—ourunpo—-3H-1-
THa-3, 5, 8-TpuazaaleHadTUIIeH-2-KapbokcaMa;

5- (2-MmeTuii-4-peHorcupeHm) —4-oxkco-N- ( (1R, 2S3) -
2-NpOoNMOHAMUIOOUUKIIOTeKCWI) —4, S—nurunpo-3H-1-
Tua-3, 5, 8-TpruaszaaneHadTriieH-2-kapborcaMm1ma;

36

N-( (1RS, 2RS) -2-TMOPOKCULUUKIIOTEKCIUII) -5- (2-
MeTu—-4-beHoxkcubenmi) —4-okco-4, S-ourunpo-3H-1-
Ta-3, 5, 8-TpruazaaneHabdTriieH-2-KapbokcaMm1ma;

37

N-( (1R, 2S)-2-alleTaMUIOIOUUKJIIONEHTMUI) -5 (2-MeTuJI—
d-penHorcubenms) -4-oxco-4, 5-ogurunpo-3H-1-THua-
3,5, 8-TpraszaaleHadTuiieH-2-kapbokcaMuua ;

38

N-( (1R, 2R) —2-aMMHOULUMKJIIOTEKCHUII) —5- (2-MeTnI-4-
dbeHoxcudpenmsr) —4-oxkco-4, S—aurunpo-3H-1-Tua-
3,5, 8-TpruazaaneHadTniIeH-2-KapbokcaM1aa ;
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N-( (1S, 2R) -2-TMOPOKCHUUUKJIIOIIEHTNII) —5— (2-MeTuiI—
d-peHokcudbenun) -4-oxkco-4, S-ourunpo-3H-1-Tna-
3,5,8-TpuasaalneHadTniieH-2-KapbokcaMmnia;

40

N-((1S,2S)-2-aleTaMUOOLUKJIIONEHTUJI) —5— (2-MeTuJI—
d-peHoxkcudbenmun) -4-okco-4, S-ogurnapo-3H-1-Tua-
3,5,8-TpuazaaneHadTniieH-2-KapbokcaMmnia;

41

N-((1S,2S)-2-aMMHOLUMUKJIIOIIEHTUJI) =5 (2-MeTujI-4-
beHoxcupenms) —4-oxco-4, S—-ourunpo-3H-1-Tua-
3,5,8-TpuazaaneHadTniieH-2-kKapbokcaMmnia ;

42

5-(2-meTuin-4-deHoxcupeHmy) —4-oxkco-N-( (1S, 2R) -
2-OPpONMOHaAMUIOUUKIIOTeKCWUI) -4, S—ourngpo-3H-1-
Tra-3,5, 8-TpuazaaleHadTrieH-2-kapBokcaMuia ;

43

N-( (1R, 2R) -2~ (OMMe TMJIaMMHO ) LUUKJIOTeKCHUJI) —5- (2-
MeTnII-4-dbeHokCcHdeHmsT) ~4-okco—-4, S—ourunpo-3H-1-
TMa-3,5, 8-TpuazaalleHadTuieH-2-kapbokcamMmuia;

44

N-( (1S, 2R)-2-alleTaMUOOLUUKIIOTEeKCHUJI) —5- (2-MeTUII—
4-peHokcudpenmi) -4-okco-4, S-ournopo-3H-1-Tna-
3,5,8-TpuasaaleHadTniieH-2-KapbokcaMmnia;

45

5- (2-meTun-4-dpeHokcudbpenms) -4-okco-N- ( (1S, 2S) -
2-MNPONMOHaAMUIOUMUKIIONeHTW) =4, S—aurnopo-3H-1-
TMa-3,5, 8-TpuazsaalleHadTniieH-2-KapbokcaMm1ia;

46

5-(2-MeTun-4-deHokcupeHmy) -N—- ( (1S,2S) -2-
(MeTuIIaMMHO ) UMKJIONEHTWJT) —4—-0okco—4, 5—ourunpo-
3H-1-tna-3, 5, 8-TpuaszaaneHadTuiieH-2—
KapOokcaMmna;

47

N-( (1R, 2R) —2-aleTaMUOOLUKJIOTeKCUJI) —5— (2-MeTuJI—
d-peHoxkcudbenun) -4-okco-4, S-ogurnnpo-3H-1-Tua-
3,5,8-TpuazaaneHadTniieH-2-kKapbokcaMmnia ;

48

N-( (1S, 2R) -2- (OMMe TMJIaMMHO ) HUKJIOTeKCHUJI) —5- (2-
MeTuII-4-beHokCUbeHMIT) —4-0KCco—-4, S—ogurunopo-3H-1-
Tra-3,5, 8-TpuazaaleHadTriieH-2-kapBokcaMuia ;

49

N-( (1S, 2R) —2-aMMHOLUUKJIIOTEKCUJI) —5- (2-MeTUjI-4-
beHokcudpenm) ~4-oxkco—-4, S—ourunpo-3H-1-Tua-—
3,5,8-TpuazaaneHadTniieH-2-KapbokcaMmmnia ;

50

5-(2-MeTun-4-dpenoxkcupenmy) -N- ( (1S, 2R) -2-
(MeTHUIaMMHO ) UMKJIOTeKCUII) —4-okco—-4, S5—-ogurunpo-
3H-1-tna-3, 5, 8—-TpuazaaleHadTUIeH-2—
kKapOokcamMmoa;

51

N-( (1S, 2R) -2~ (OMMe TMJIaMMHO ) HUUKJIOIIEeHTHJI) —5- (2-
MeTnII-4-dbeHokCcUdeHMIT) ~4-0Kkco—-4, S—ourunopo-3H-1-
™va-3,5, 8-TpuazaaleHadTrieH-2-kapBbokcaMuia ;
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5-(2-mMeTmin-4-dpeHorcupennsi) -4-oxkco-N- ( (1R, 2R) -
2-NPpONMOHaAMUIOOLUMKIIOTeKCWI) -4, S—nurnopo-3H-1-
Ta-3, 5, 8—-TpuazaaleHadTUIIeH-2-KapOoKcaMmuna;

53

N-( (1S, 2R) -2-aMMHOLUMKJIIOIIEHTWJI) —5- (2-MeTnJI-4 -
benorxcubenmn) -4-oxkco-4, S-gurnapo-3H-1-Tra-
3,5, 8-TpuasaalieHadTuIeH-2-KapbokcaM1aa ;

54

N-((1S,2S)-2-bopMaMMOOLUUKIIOTEKCUII) —5— (2—-MeTHJI—
4-beHorcubenwmi) —4-okco-4, 5-aurngpo-3H-1-Tra-
3,5, 8-TpuazaalieHadTuIeH-2-KapbokcaM1aa ;

55

N-((1S,2S8)-2-aleTaMUMOOLUUKIIOTEKCUII) —5— (2-MeTujI—
4-beHorcudbenmi) —4-okco-4, 5-aurngpo-3H-1-Tra-
3,5, 8-TpuazaalieHadTuIIeH-2-KapOokcaM1aa ;

56

N-((1S,2S)-2-axKpulIaMUIOOUMUKIIONeHTHJI) —5— (*R) - (2-
MeTnII-4-dpeHoxrcudenny) —4-okco-4, 5—ogurunpo-3H-1-
Ta-3, 5, 8-TpuazaalleHadTHUIIeH-2-KapboKkcaMmuna;

57

N-( (1S, 2R) -2-alleTaMUOOLUUKIIONEeHTUII) —5— (2-MeTujI—
4d-beHorcudbenmi) —4-okco-4, 5-aurngpo-3H-1-Tra-
3,5, 8-TprasaalleHadTUIIeH-2-KapOokcaM1aa ;

58

N-((1S,2S)-2-aMMHOLUMKJIOTeKCWUJI) —5- (2-MeTmJI—4-
beHokcubpenmir) —~4-okco-4, S-gurnopo-3H-1-Tra-
3,5, 8-TprasaalieHadTUIIeH-2-KapOokcaM1aa ;

59

5- (2-mMeTmin-4-dpeHokcudbpenns) -4-oxkco-N- ( (1S, 2R) -
2-NPONMOHaAMUIOOLUMKIIONeHTWJ) -4, S-nurnopo-3H-1-
THa-3, 5, 8-TpuazaalleHadTUIIeH-2-KapbokcaMmuna;

60

5- (2-mMeTmin-4-dpeHokcupenns) -4-oxkco-N- ( (1S, 2S) -
2-nponMoHaMuIouukjorekcui) -4, 5-ourunpo-3H-1-
Ta-3, 5, 8-TpuaszaalleHadTHUIIeH-2-KapbokcaMmuna;

61

N-( (1R, 2R) ~2-TMOPOKCHUUMKJIIONEHTW) —5— (*R) — (2—
MeTuII-4-beHorcubenmi) —4-okco—-4, S-gurngpo-3H-1-
Ta-3, 5, 8-TpruazaalleHadTHUIIeH-2-KapbokcaMmuna;

62

N-((1S,2S)-2- (DIMMeTUJIAMMHO ) UMKJIOTeKCUJI) =5 (2-
MeTuiI-4-beHorkcubenmi) —4-okco—-4, S-gurngpo-3H-1-
THa-3, 5, 8-TpuaszaalleHadTUIIeH-2-KapbokcaMmuna;

63

5- (2-MeTmi-4-dpeHorcubpeHmsi) -N— (4-

(MeTMIIaMMHO ) UIMKJIOTeKCWIT) —4-0okco—4, 5—ournapo—
3H-1-Ttua-3, 5, 8—-TpuazaaleHadTUIIeH-2—
KapBokcammma;

64

N-((1S,4S)-4-aueTaMUIOLUKIIOTEKCUII) —5— (2-MeTuJI—
d-penoxcupenms) -4-oxkco-4, S—-ogurnnpo-3H-1-Tra-
3,5, 8-TprazaalleHadTnIIeH-2-KapOokcaM1Ia ;
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5-(2-MmMeTu-4-dpeHoxcubpeHmsr) —4-okco-N- ( (15, 4S) -
4-MIPONMOHAMUIOUUKIIOTekCuI) -4, S—ourugpo-3H-1-
Tna-3,5, 8-TpuasaaleHabTuieE-2-rKapbokcaMmmuna ;

66

N-((1S,43) -4- (ouMe TMJIaMMHO ) UMKJIOTeKCHJI) —5— (2—
MeTuI-4-beHoxkcubenms) —4-oxkco-4, 5-ourunpo-3H-1-
Ta-3, 5, 8-TpuazaaleHadTmIIeH-2-kKapOokcaMm1aa ;

67

N-( (1R, 2R) —2-aleTaMUOOLUMKJIONIEeHTMII) —5— (*S) - (2—
MeTuII-4-beHorkCcudenmy) —4-okco—-4, S—-ournngpo-3H-1-
TMa-3, 5, 8-TpuazaaleHadTmIIeH-2-kKapbokcaM1aa ;

68

N-( (1S, 3R) -3-akprJIaMMIOOLUUKJIOIIEHTWII) —5— (2-
MeTuI-4-beHoxcubenms) —4-oxkco-4, 5—-ourunpo-3H-1-
Tua-3, 5, 8-TpuazaaleHadTMIIeH-2-KapOokcaMm1Ia ;

69

5- (2-mMeTuiI-4-deHorcupenmsi) —4-oxkco-N- ( (1S, 3R) —
3-[IPONMOHAMUIOUUKIIONEeHTUIT) =4, S—ourugpo-3H-1-
Tua-3, 5, 8-TpuazaaleHadTMIIeH-2-KapOokcaM1aa ;

70

N-( (1S, 3R) -3-aleTaMUIOOLUMKJIIONIEHTMII) —5— (2-MeTnJI-
4d-peHoxkcubenus) —-4-okco-4, S5S-gurnnpo-3H-1-Tna-
3,5, 8-TprasaaleHadTHUIeH-2-kapbokcamMmia ;

71

N-((1S,3R)-3-(2-
(IMMeTUIJIaMMHO ) alle TaMUOO ) HMKJIOTIEHTUJI) —5- (2—
MeTuJI-4-besoxcubenwus) -4-oxkco-4, 5-ourunpo-3H-1-
Tua-3, 5, 8-TpuazaaleHadTmIIeH-2-kKapOokcaMm1aa ;

72

5- (2-MeTmy-4-deHorcupenmyi) -N—- ( (1S, 3R) -3-(2-
(MeTMJIaMMHO ) alle TaMUIO ) UUMKJIONIeHTMII) —4-okco—-4, 5-
ourunpo-3H-1-tma-3, 5, 8-TprazaaneHadTmiieH-2—
kapBbokcaMuna;

73

N-( (1S, 3R) -3- (IMMeTMJIAMUHO ) UMKJIOIIEHTMJI) —5- (2—
MeTuII-4-beHokCcUpeHm) —4-okco—-4, S—ournnpo-3H-1-
Ta-3,5, 8-TpuasaaleHabTuieE-2-KapbokcaMmmuna ;

74

N-((1S,3R) -3-I'MOIPOKCHULUMUKIIONEHTWII) —5- (2-MeTuI—
d-peHoxkcubpenu) —4-okco-4, S-aurnapo-3H-1-Tra-
3,5,8-TprazaaleHadTmiieH-2-KapOokcaMM1aa ;

75

N-((1S,3R)-3- (2-aMrHOAlle TAMUIO ) UMKJIOTIEHTMUJI) —5-
(2-MeTm-4-deHokCUbDeHNTT) —4-0KCOo—-4, 5-OUTUIPO—
3H-1-Tna-3, 5, 8-TpuazaaleHadTUIIeH- 2~
kKapbokcaMuna;

76

N-((1S,3R)-3-aMMHOLUMKJIIONEHTWUJI) —5- (2-MeTnJI-4-
bevoxcudbenms) -4-oxco-4, S-gurunpo-3H-1-Tua-
3,5, 8-TpuazaaleHadTMIIeH-2-KapbokcaMm1aa ;

77

N-((1S,4S8)-4-((E) -4- (IMMEeTUJIaMUHO ) Oy T-2—
eHaMMIO ) UMKIIOTeKCUJI) —5— (2-MeTuji—-4-
beHokCUbeHMIT) —4-0kCco—-4, S-nurnnpo-3H-1-Tna-
3,5,8-TpuazaaleHadTmiieH-2-KapOokcaMm1ua ;
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5- (2-meTui-4-dpesHoxrcupenmy) -N- ( (1S,4S) -4-((E) -
4- (MeTMJIaMMHO ) Oy T—2-eHaMMIO ) UMKJIOTeKCUII) —4—
okco-4, 5—-ournnpo-3H-1-Ttna-3, 5, 8-
TpMraszaalleHadTuieH-2-kapbokcamMuia;

79

N-((1S,4S)-4-((E)-4-aMMHODOYT—2—

eHaMMIO) IMKJIOTeKCuII) —5— (2-MeTmi-4-
benoxcupenms) —4-oxco-4, S—-ourunpo-3H-1-Tua-—
3,5,8-TprazaaneHadTniieH-2-kapbokcaMmnna ;

80

5-(2-mMeTmi-4-beHokcudpeHmy) -N—- ( (1S) -3-
(MeTHUIIaMMHO ) UMKJIONIEeHTUJI) —4-0okco—4, S5-aurunpo-
3H-1-tna-3, 5, 8-TpuazaaleHadTUIeH—2—
kapbokcammna;

81

N-LMKJIOIeHTUJI-5- (*S) - (2-MeTuJI-4-dpeHOKCUDEHNIT) —
4-okco-4, 5-gurnppo-3H-1-tna-3, 5, 8-
TpuasaalleHabdTuleH-2-kapbokcamMuna;

82

N-LIMKJIOOeHTHuJI-5- (*R) — (2-MeTuI-4-peHOKCUPEHMIT) —
4-okco-4, 5-gurnppo-3H-1-tna-3, 5, 8-
TpMraszaalleHabdTuieH-2-kapbokcamMmuia;

83

N-((1S,4S)-4-IMOPOKCULUKIIOTEKCWUIT) —5— (*3) — (2-
MeTuII-4-beHorkCcubenns) —4-okco—-4, S5-gurunpo-3H-1-
TMa-3, 5, 8-TprazaaleHadTniieH-2-kapbokcaMmnia;

84

N-((1S,4S)-4-TUOPOKCULUKIIOTeKCUII) —5- (*R) - (2-
MeTnII-4-dbeHOoKCUPeHMIT) ~4-0KCco—4, S—ourunpo-3H-1-
Ta-3,5, 8-TpuazaalieHabdTuIeH-2-kapbokcamMmua;

85

N-( (1R, 4R) - 4-TUMOPOKCULUKIIOTEKCUIT) —5— (*S) - (2-
MeTnII—-4-dpeHokcudenny) —4-okco—-4, 5-ourunpo-3H-1-
TMa-3,5, 8-TpuazsaalleHadTuiIeH-2-kKapbokcamMmnia;

86

N-( (1R, 4R) -4-IMOPOKCHULUKJIIOTEKCWUIT) —5— (*R) - (2-
MeTuII-4-beHorkcubenns) —4-oxkco—-4, S5-gurunpo-3H-1-
TMa-3, 5, 8-TpuazaaleHadTnieH-2-kapbokcaMmnia;

87

5-(*S) - (2-meTui-4-dpeHorcudpenmy) —4-okco—-N-
((1S,3R) -3-IpOoNMOHaAMUOOUMUKIIONEeHTWII) -4, 5-
ourmunpo-3H-1-tna-3, 5, 8—-TprnaszaaueHadTmiieH-2 -
KapfbokcamMuna,

88

N-( (1S, 3R)-3-aueTaMMOOLUMUKIIOIEHTUII) —5— (*S) — (2—-
MeTuII-4-beHokcubenmi) —4-okco—-4, S-aurnapo-3H-1-
TMa-3,5, 8-TpuasaalleHadTuiieH-2-kapbokcamMmnna;

91

N-( (1R, 2R) —2-aMMHOLMKJIIOIEHTNJI) —4-okco—-5- (4-
besHoxcupenms) -4, S5-ournapo-3H-1-tna-3, 5, 8-
TprazaalleHadTuleH-2-kapbokcamMuna;

92

5-(*S) - (2-MeTmI-4-peHOKCHUPeHMII) —4-O0KCO—-N-
((1S5,48) -4-mponmMoHaMMOOLMKJIIOTekCcHII) -4, 5-
ourunpo-3H-1-tna-3, 5, 8—-TpruaszaaueHadTmuiieH-2—
KapOokcamMmna;
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5-(*R) - (2-MmeTuii-4-peHorcudpenms) —4-okco-N-
((1S,4S) -4-nponMoHaMUIOOUMKIIOTeKCUII) -4, 5-
ouruapo-3H-1-Ttua-3, 5, 8-TpuasaalleHadTuieH-2—
kapboxkcaMmma;

94

N-((1S,4S) -4-aueTaMMIOOLUMKIIOTEKCUII) —5— (*S) — (2—-
MeTun-4-dbeHokcubperHns) ~4-oxkco—-4, S—aurnapo-3H-1-
TMa-3, 5, 8-TpruazaaleHadTuieH-2-KapOoKkcaMm1aa ;

95

N-((1S,4S) -4-aueTaMMIOOLKKIIOTEKCUII) —b— (*R) - (2-
MeTul-4-dbeHokcubpeHnsr) ~4-okco—-4, S—gurnopo-3H-1-
THa-3, 5, 8-TpuazaaleHadTuiieH-2-KapbokKcaMm1aa ;

96

N- (rac- (1, 3-1umuc) —-3-aMMHOUMKJIONEeHTUJI) —4—-0KCcOo—5—
(d-benHorcudenwny) -4, b—-ourunpo-3H-1-tna-3, 5, 8-
TprazaaleHadTuUleH-2-KapOoKcaMmia;

97

N-( (1R, 2S) —2-aMMHOUUKJIIONIEHTUJI) —4—-0kco—-5- (4~
benokcubenwms) -4, 5-ourunpo-3H-1-tna-3, 5, 8-
TpuaszaalleHabTuileH-2-KapOoKkcaM1ma;

98

N-( (1S, 2R) —2-aMMHOUUKJIIONIEHTWUJI) —4—-0kCco—-5- (4~
benorkcubenwms) -4, S5-ourunpo-3H-1-tna-3, 5, 8-
TpuaszaalleHabTuieH-2-KapbokcaM1ma;

99

N-((1S,4S)-4- (AUMeTHUIIaMMHO ) UUKJIOTeKCHUII) —5-
(*S) - (2-MeTun-4-dpeHorcubenns) -4-oxkco-4, 5-
ouruapo-3H-1-tna-3, 5, 8-TprazaaleHadTUIeH-2—
kapbokcaMmoa;

100

N-((1S,4S)-4- (IMMeTMJIAMMHO ) UMKJIOT€KCUJI) —5—
(*R) - (2-MeTun-4-dpeHorkcupenns) -4-oxkco-4, 5-
ouruapo-3H-1-tua-3, 5, 8-TprazaalieHadTuUIeH-2—
Kapbokcammia ;

101

N-( (1S, 3R) -3-akpUJIaMUIOLUUKJIIONEeHTHJI) - 5= (*S) - (2-
MeTuII-4-beHoxkcubenus) ~4-oxkco-4, S-gurnapo-3H-1-
Ta-3, 5, 8-TprazsaaleHadTMIIeH-2-kKapbokcaMuna ;

102

N-((1S,3R)-3-(2-

(OMMe TMIIaMMHO ) alle TaMUOO ) UMKJIONeHTMII) —5- (*S) —
(2-MeTm-4-dpeHOKCHUPeHWT) —4-0KCO—-4, 5-IUTUIPO—
3H-1-tna-3,5, 8-TprasaaleHadbTuiIeH—2—
Kapbokcammma;

103

5-(*S) - (2-meTuii-4-peHoxkcudpenmii) -N- ( (1S, 3R) -3-
(2= (MeTHMJIaMMHO) alle TaMUO0 ) UMKJIOIIEHTUJI) —4—-0KCO—
4, 5-gurunpo-3H-1-tna-3, 5, 8—-TpuaszaaleHadTuIeH-
2-rapboxcammmua;

104

N-( (1R, 2S) -2-aKkpWUJIaMUIOOLUUKJIONEeHTIJI) —4-0KCOo-5-
(d-bpeHorCubdeHwmy) -4, 5—ourugpo-3H-1-tna-3, 5, 8-
TpuaszaalleHabTuileH-2-KapbokcaMm1ma;

105

N-( (1R, 2R) —2-aKpWUJIaMUIOLUMUKJIIONEeHTUJI) -5- (*S) — (2-
MeTu-4-beHokcubpenns) ~4-oxkco-4, S-gurnapo-3H-1-
TMa-3, 5, 8-TpruazaaleHadTuieH-2-kKapbokcaMm1aa ;
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5-([1,1"-Budenms] -3-uya)-N-((1 R,2 S)-2-
arKpuIlaMUOoOUUKJIOTekCcu) —4-okco-4, S—ogurunpo—-3H-
l-tna-3, 5, 8-TprazaalleHadTUiIeH-2-KapboKcaM1Ia ;

107

N-( (1R, 2S) -2-akpuiIaMUIOLUMKIJIOIEeHTWJI) =5= (*S) - (2-
MeTmII-4-deHokcubenms) —4-okco—-4, S-gurunpo-3H-1-
Ta-3, 5, 8-TpuaszaaueHadTuIIeH-2-kapOoKcaM1aa ;

108

N-( (1R, 2S) -2-akpuiaMUOOLUUKIIOTeKCUJI) =5- (*3) — (2-
MeTHII—-4-deHokcubeHms) ~4-okco—-4, 5S-ourunpo-3H-1-
Ta-3, 5, 8-TpruaszaaleHadTUIIeH-2-kapOoKcaMm1aa ;

109

N-( (1RS, 3RS) —3-akpMJIaMUIOLUUKIIONIEHTUII) —4—0KCO—
5- (4-desorcubenun) -4, 5-ogurunpo-3H-1-tna-3, 5, 8-
TprazaalleHadTuIeH-2-KapOokcaMuua;

110

N-( (1S, 3R) -3-akpuiIaMUOOUUKIIONEeHTWJ) —5— (4-
V30IPOIOKCU-2-MeTMJIQeHnJI) —4-0kCco—4, 5—Oaurmuapo—
3H-1-tna-3, 5, 8-TprazaalleHadpTUIIeH—2—
KapObokcammia;

111

N-( (1R, 2R)-2- (2~

(OMMe TMIIaMMHO) alle TaM/IIO ) UMKJIONeHTUJI) —5— (*S) —
(2-meTunn-4-deHokcubenms) -4-oxco-4, 5-aurnapo-
3H-1-tna-3, 5, 8-TprazaaleHadTUIIeH—2—
rapbokcaM1ma;

112

5-(*3) - (2-mMeTm-4-dbeHokcudbenmy) -N- ( (1R, 2R) -2-
(2= (MeTuJIaMMHO ) alleTaMMUIO ) UMKJIOIeHTHII) —4—-0KCco—
4, 5-gurunpo-3H-1-Ttna-3, 5, 8-TpuaszaaleHadTUIeH—
2-kapbokcaMmia ;

113

N-( (1R, 2R) -2- (2-aMMHOALle TaMMUIO ) UMKJIOIIeHTHJI) —5-
(*S) - (2-mMmeTun-4-dpeHokcubenmns) —4-oxkco-4, 5-
ouruapo-3H-1-tna-3, 5, 8-TprazsaaleHadTHUIeH-2—
kKapbokcammua;

114

N-((1S,2R) -2-aKpuUiIaMUOOUUKIIOIeHTMJI) —5— (*S) - (2—
MeTuJI-4-beHOoKCUbeHMI) —4-0okco—4, S—ournopo-3H-1-
Tra-3, 5, 8-TpraszaalleHadpTUIIeH-2-KapbokcaMu1aa ;

115

N-( (1R, 2S) -2-aMMHOUMKJIOIIEHTMJI) —5— (*S) - (2~
MeTyII—-4-beHokcubeHmI) —4-okco—4, S—ournogpo-3H-1-
Tra-3, 5, 8-TprazaalleHadpTUIIeH-2-KapbokcaMuaa ;

116

N-((1S,2S)-2-akpuiIaMUOOLUMKIIONEeHTWJI) =5= (*S) — (2-
MeTmI-4-deHokcubenms) —4-okco—-4, S-gurunpo-3H-1-
Ta-3, 5, 8-TpuaszaaleHadTuiIeH-2-kapOoKcaM1aa ;

117

N-( (1S, 3R) - 3-axkpuiIaMMOOLUUKJIIONeHTMJI) —~4—0oKCco—5—
(4-dpenorcudbenwmi) -4, 5-ogurunpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTuIeH-2-kKapbokcaMuua;

118

N-( (1R, 2S) -2-axkpuilaMUOOLUUKJIIOTeKCMJI) —4—0KCco—-5—
(d-denorcudbenwun) -4, 5-ogurnunpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTuIeH-2-KapOoKkcaMuua;
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N-((1S,4S) -4-akpuiIaMUOOUUKIIOTeKCUII) —4-0KCO—5—
(4-dpenorcupenui) -4, 5—-ournopo-3H-1-Ttma-3, 5, 8-
TpraszaalleHabTuieH-2-kapbokcaMuna ;

120

N-( (1R, 2R) =2-aMMHOLMUKJIOIEHTMJI) =5 (*S) - (2-
MeTumII-4-beHokcudeHmi) ~4-okco-4, 5—ogurnnpo-3H-1-
Ta-3, 5, 8-TpraszaalleHadTuiIeH-2-KapbokcaMmna;

121

N-( (1R, 35) -3-akpuiIaMUIOOUUKIIONIEHTMJ) —4-0KCO-5-
(d-penoxcudbenmni) -4, S-ourunpo-3H-1-tna-3, 5, 8-
TprasaaleHabTuiIeH-2-KapOokcamMuia ;

122

5-(*3) - (2-MmeTuin-4-peHokcubpernms) -N- ( (1R, 2S) -2-
(2- (MeTHMJIaMMHO ) alle TaMMUOO ) UMKJIONIEHTUII) —4—-0KCO—
4, 5-murnnpo-3H-1-Ttna-3, 5, 8-TprazaalleHadTHUIIeH—
2-xapbokcammna;

123

N-((1S,25)-2-(2-

(DMMe TMIIaMMHO ) alle TaM/IO ) HMKJIOIIeHTUJI) —5— (*S) —
(2-meTmi—4-dpeHokcudeHmI1) —4-okco—4, 5—ournopo-
3H-1-tna-3,5, 8-TpuazaalueHadTuUIeH-2—
KapBbokcaMm1ma;

124

N-((1S,2R) —2-axkpuiIaM/UOOLUUKIIOTeKCUII) —4-0KCOo—5—
(4-dbenorcudperun) -4, 5-ouruapo-3H-1-tua-3, 5, 8-
TpraszaalleHadTuiieH-2-kapOokcamMmna ;

125

5-(*3) - (2-MeTun-4-dpeHoxcubdenms) -N- ( (1R, 2S) -2-
(2= (MeTUJIaMMHO) alle TaMMUIIO ) UMKJIOTeKCUJI) —4—0KCO—
4, 5-murnppo-3H-1-Ttna-3, 5, 8-TprnazaaleHadTHUIIeH—
2-rapbokcamMmuma;

126

N-( (1R, 2S) -2-aMMHOLMUKJIOTeKCHJI) —4-okco—-5- (4-
beHoxkcubenns) -4, 5-gurunpo-3H-1-tna-3, 5, 8-
TpraszaalleHabTuiIeH-2-kapbokcaMmna ;

127

N-( (1S, 2R) —2-akpuIaMUOOUUKIIONeHTUII) —4-0KCco-5-
(d-bpenorcudbenms) -4, S-ourugpo-3H-1-tna-3, 5, 8-
TpraszaalleHabTuiIeH-2-kKapOokcaMmna ;

128

N-( (1R, 23)-2-(2-

(IVIMe TUJIaMMHO ) alle TaMMIIO ) HMKJIOIIeHTHJI) =5— (*S) —
(2-mMeTun-4-dpeHorCcUPeHMIT) —4-0KCO—4, 5—OIUTUOPO—
3H-1-tmna-3, 5, 8—-TpuazaaleHadTUIeH- 2~
kapbokcamMm1ua;

129

N-( (1R, 2S)-2- (2-aMMHOAlLleTaM1OO0 ) UMKJIOTeKCUJII) —5-
(*S) - (2-meTun-4-dbeHokcudpeHmi) —4-okco-4, 5-
ournnpo-3H-1-tma-3, 5, 8—-TprnazaaueHadTUIeH- 2~
kapbokcaMmnua;

130

N-((1S,2S)-2- (2-aMMHOAlLleTaMUOO ) UMKJIOIIEHTWII) —5-
(*S) - (2-meTHI-4-dpeHokcUupeHmII) —4-okco-4, 5-
ourunpo-3H-1-tna-3, 5, 8—-TpruaszaalueHadTriIeH-2 -
kapbokcaMmnua;
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N-( (1R, 2S)-2- (2-aMMHOAlleTaAMUIO ) UMKJIOTIeHTUII) —5-—
(*S) - (2-MeTun-4-penHoxrcudbenms) -4-oxkco-4, 5-
ournopo-3H-1-Ttua-3, 5, 8-TpuazaaleHadTuUIeH-2—
rKapOokcammaa;

132

N-((1R,28)-2-(2-

(DMMe TUJIaMMHO ) alle TaMUO0 ) UMKJIOTeKCUJI) —5— (*S) —
(2-mMeTuii-4-deHokcubeHmsr) —4-oxco-4, 5S-ournIpo-
3H-1-Ttna-3, 5, 8—-TpuasaaleHadTUIIeH-2—
rKapbokcammaa;

133

5= (*3) - (2—-MeTmi-4-dpeHOKCHUbeHMIT) -N- ( (1S, 2S5) -2-
(2- (METUJIAMMUHO ) alle TaMUIO0 ) UUKJIOTIEHTIHII) —4—0KCO—
4, 5-gurunpo-3H-1-t™na-3, 5, 8-TprazaalueHadTUIIeH-
2-xapbokcamMmuia;

134

N-((1S,2S)-2-alleTaMUIOOLUUKIIONEeHTNII) =5 (*S) - (2-
MeTui—-4-deHokcudeHus) —4-okco-4, b—ourunpo-3H-1-
Tna-3, 5, 8-TprazsaalueHadTuIeH-2-KapbokcaMuua ;

135

N-((1S,2S)-2-aM/MHOUMKJIIONEHTWJI) —5- (*S) — (2—
MeTun-4-dpeHoxkcudpenus) —4-oxkco—-4, b-gurunpo-3H-1-
TMa-3, 5, 8-TprazaalleHadTUIeH-2-KapbokcaMm1ua ;

136

N-( (1R, 2S)-2-alleTaMUIOOLUUKIIOTEeKCUII) =5- (*S) - (2-
MeTuI-4-beHokcubeHun) —4-okco-4, b—ourunpo-3H-1-
Tna-3, 5, 8-TprazaaleHadTuieH-2-kKapBokcaMunua ;

137

N-( (1R, 2S)-2-aMMHOLUKJIOTEKCWI) —5- (3-xJop-4-
beHorcubdenwus) —4-okco-4, S—ourunpo-3H-1-Tua-—
3,5, 8-TprazaalueHadTHUIIeH-2-KapOokCcaM1Ia ;

138

N-( (1R, 2S) -2-auneTaMUIOOUMUKIIONEHTNII) —5- (*S) - (2—
MeTun-4-dpeHoxkcudpenmi) —4-oxkco-4, b-gurunpo-3H-1-
TMa-3, 5, 8-TpruazaalleHadTuUIeH-2-KapbokcaMm1aa ;

139

N-( (1R, 3R) -3-I'MOPOKCHULUMUKIIOTeKCMJI) —4—-0oKkCco-5- (4-
benoxcubenns) -4, 5-ourunpo-3H-1-tna-3, 5, 8-
TpuazaaleHadTuIeH-2-KapOokcaM1aa;

140

N-( (1R, 2S) -2-TMOPOKCULUKIIONeHTIJI) —4-0KCc0o—-5- (4-
benorcubenwus) -4, 5-ourugpo-3H-1-tna-3, 5, 8-
TpuazaalleHabTuleH-2-KapOokcaMraa;

141

5-([1,1"-6ubennsn] -3-mj)-N-( (1R, 2S) -2~
aMMHOUMKJIOTekCKJl) —4-okco—-4, S-aurunpo-3H-1-Ttua-
3,5, 8-TpuazsaaneHadTuiIeH-2-KapbokcaMmnia;

142

N-( (1R, 3S) - 3-I'MOPOKCULUKIIOTEeKCWII) —4-0KCO—5— (4-
benoxrcubenmns) -4, 5-ourunpo-3H-1-Tta-3, 5, 8-
TpuaszaalleHabTuIeH-2-KapboKkcaMraa ;

143

N-((1S,3S)-3-TMOPOKCULUKIOTEeKCKJI) ~4-0Kco—-5- (4-
benoxcupenwns) -4, 5-ourunpo-3H-1-Ttma-3, 5, 8-
TprazaalueHadTUIIeH-2-KapOoKkcaMmnua ;
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5-([1,1"-Budpeunii] -3-uij) -N-( (1R, 2R) -2-

144 TUOPOKCULMKIIONEeHTWII) —4-0okco—4, b—ourunpo-3H-1- 6,69
Ta-3, 5, 8—-TpuaszsaalleHadTUIIeH-2-KapBoKkcamMuia ;
N-((1S,4S)-4-aMMHOLMUKJIOTeKCUII) —4-0KCco—-5- (4-

145 beHokcubenuin) -4, 5—-ourunpo-3H-1-Ttna-3, 5, 8- 6,69
TpraszaalleHadTuiIeH-2-kKapOoKcaMuna ;

N- (TpasHc- (1R, 4R) -4-aMMHOUUKJIOTeKCUII) —4-0KCO—-5-

146 (4-dpenoxcubenwns) -4, S-gurnopo-3H-1-tna-3, 5, 8- 6,66
TpraszaalleHadTuileH-2-kKapOoKcaMuna ;

TpaHc-N- ( (1RS, 3RS) —3-aMMHOUMKJIIONEeHTUII) —4-0KCO—

147 5-(4-dpenorcupenmi) -4, S—ourunpo-3H-1-Ttua-3, 5, 8- 6,63
TpraszaalleHadTuileH-2-kKapOoKkcaMuua ;
N-((1S,2S)-2-aMMHOLMKJIONEHTWJI) —4-0KCco—-5- (4~

148 dbeHokcubenwus) -4, 5—ourunpo-3H-1-tna-3, 5, 8- 6,47
TpraszaalleHadpTuIIeH-2-KapOoKcaMuna ;

N-( (1R, 2R) —2-aMMHOLMKJIOTeKCUJI) —4-0KCco—-5- (4~

149 beHokcubenwui) -4, 5—ourunpo-3H-1-tna-3, 5, 8- 6,45
TpMraszaalleHadTuIIeH-2-KapOoKcaMuna;
TpeT-0yTmi- ( (1R, 3S) -3- (4-oxco-5- (4-
beHoxcubenun) -4, 5—-ourunpo-3H-1-tna-3, 5, 8-

150 6,40
TpMraszaalleHadTuiIeH-2—
KapBoKCaMMIO ) UMKJIONIeHTUII) kapbamMaTa;
TpeT-08yTuia-TpaHc—- ( (1R, 4R) -4- (4-okco-5- (4-
beHoxkcubenwun) -4, 5—-ourunpo-3H-1-tna-3, 5, 8-

151 6,33
TprazaalleHadTujIeH-2—

KapBoKCcaMMIO) UMKIIOTeKCUII) kapbamaTa;
N- ( (l-TUOPOKCULUKIIOTEKCUII) MeTuJI) —4-0KCco—5- (4-

152 beHokcubenui) -4, 5—-ourunpo-3H-1-tna-3, 5, 8- 6,25
TpraszaalleHadTuileH-2-kKapOoKcaMuna ;
N-((1S,3R)-3-((E) -4- (ouMe TUJIaM/HO ) Oy T—2—

153 €HaMMIO) UMKJIONEHTUIT) —5- (4-M30NPONIOKCU—2— 6 44
MeTmIgeHms) —4-okco—-4, S-gurnopo-3H-1-tna-3, 5, 8- !
TpMraszaalleHadTUIIeH-2-KapOoKkcaMuua;

N-( (1S, 2R)-2- (2-aMMHOALleTaMUIOO ) UMKJIOIIEHTMI) —5-

154 (*S) - (2-mMeTun-4-dbeHoxcudbenmi) —4-oxkco-4, 5- 6 36
onrunpo-3H-1-Ttua-3, 5, 8—-TpruaszaaueHadTmnieH—-2- !
KapBokcaMmza;

N-((1S,2R)-2-(2-
(OMMe TUMIIaMMHO ) alle TaMUIOO ) UMKJIOIIEHTMJI) —5- (*S3) -

155 (2-mMeTmii-4-dpeHokcubpeHui) —4-okco-4, S—ourunpo- 6,35
3H-1-mna-3, 5, 8-rprazaaueHadTrIeH-2—

KapBokcamMmza;
5-(*3) - (2-MeTmJI-4-deHOoKCUDeHMII) -N- ( (1S, 2R) -2—
156 (2- (MeTHUJIaMMHO ) alleTaMUIOO ) UMKJIOIeHTWJI) —4-0KCO— 6,26

4, 5-murunpo-3H-1-tna-3, 5, 8—-TprazaalieHadTUIEH-
2-kapfboxkcammuia;
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N-((1S,3R) -3-TMOPOKCULUKIIOTEeKCUJ) —4-0okco—5- (4-
benoxcuberus) -4, 5S-ourngpo-3H-1-Tta-3, 5, 8-
TpraszaalleHadpTUIIeH-2-KapboKkcaMmaa ;

158

N-((1S,3R)-3-(2-
(OMMeTHUJIaMMHO ) alle TaMMOO ) UIMKJIONIeHTUII) —5- (4-
MUBONPONOKCU—-2-MeTuJIdeHuII) —4—-okco-4, S—-Iurunpo-
3H-1-Ttma-3, 5, 8-TpuazaaleHadTUIIeH- 2~
KapbokcaMm1ma;

159

4-oxco-5- (2-bennnnupunmuu-4-mia) -N- ( (1S5, 2R) -2-
IPONMOHaAMUOOUMKIIONEHTII) -4, S—ournopo-3H-1-Tua-
3,5, 8-rprazaaneHadTHUIIeH-2-kKapOoKkcaMmua ;

160

N-( (1R, 2S) -2-aMMHOLMKJIOTeKCWJI) —5- (4-
NBOMNPONOKCU—2-MeTuJibeHms) —4-okco-4, S5—-nurunpo-
3H-1-tna-3, 5, 8-TpuazaaneHadTnieH-2-
kapbokcamMmua;

lel

5- (4-m3onponokcu—2-MeTuipeHmy) -N- ( (1S, 3R) -3-
(2= (MeTMJIaMMHO ) alle TaMMOO0 ) HIMKJIONIEeHTHJI) —4-0KCOo—
4, 5-gurnopo-3H-1-Ttua-3, 5, 8-TpruazaaleHadTUIIEH—
2-xapOorcaMuna;

le2

N-( (1S, 2R) -2-alueTaMUOOUMKJIOIEeHTMJI) -5 (*S) - (2-
MeTuI-4-deHokCcUubeHm) —4-0okco-4, S—ourunpo-3H-1-
TMa-3, 5, 8-TpuazaalueHadTHUIIeH-2-KapOokcaMma;

163

TpeT-0yTmi- ( (15,4S)-4- (4-okco-5- (4-
benoxcubenns) -4, S5S-ourngpo-3H-1-Ttna-3, 5, 8-
TpUaszaalleHaQTUIIeH— 2~
KapOoKCcaMMIO ) LMKIIOTeKCKII) KapbaMaTa;

le4

N-( (1S, 3R) -3-aMMHOLMKJIIONEHTNUJI) —4—-0oKkCco-5- (4-
benoxcubenns) -4, S-ourngpo-3H-1-tma-3, 5, 8-
Tpra3aalleHadTuiIeH-2-KapBoKkcaMmuaa ;

N-((1R,2S) -2-akpniIaMUIOOUMNKIIONIEHTNJI) —5— (*R) — (4-
NBOMNPONOKCU—-2-MeTuideHms) —4-okco-4, 5—-1urunpo-
3H-1-tna-3, 5, 8-rpuazaaneHadTrieH-2-
kapbokcaMmua;

166

N-((1R,2S) -2-akpnUIaMUIOOLUMKIIONIEHTWII) —5— (*S) — (4-
MeTUJI-2-OPeHOKCUINPUMUIVH-5-1J1) —4-0okco—-4, 5-
ourmuopo—-3H-1-tma-3, 5, 8—TpuaszaaleHadTnIeH—2—
KapObokcamMmua;

167

N-((1R,2S) -2-akpUIaMUIOOLUUKJIIONIEeHTNJI) —4-0KCco—-5—
(6-dbeHnnnupuMnoue—-4-wui) -4, 5—-ourunpo-3H-1-Tua-
3,5, 8-TpruazaalueHadTIieH-2-KapbokcaMmuaa ;

168

N-((1R,2S) -2-akpMUIaMUIOOLUUKIIOTEeKCHUII) —4-0KCco—-5—
(2-dbennnnrpunna-4-wi) -4, S-ouruopo-3H-1-Tua-—
3,5, 8-TprazaaneHadTuIIeH-2-kapbokcaMmua ;

169

N-((1R,2S) -2-akpnjlIaM/UIOOUMKJIIONIeHTNJI) —4-0KCo—5—
(2-bennnnmpunmuu-4-wmi) -4, S5-ourunpo-3H-1-Tua-
3,5, 8-TpuazaaneHadTmiieH-2-KapBbokcaMm1aa ;
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N-( (1R, 2S) —2-aMMHOUMKJIIOIIEHTUJI) —=5— (*S) — (4-
MeTWUJI- 6—beHOKCUIUPUIOUH-3-1J1) —4-oxco-4, 5-
ournnpo-3H-1-Ttma-3, 5, 8-TpuazaaleHadTUIIEH-2—
rkapbokcamMmnna;

171

N-( (1R, 25) -2-akpUiIaMUIOUMUKIIONEHTWJI) =5 (*S) - (4-
MeTWJI- 6—beHOKCUNIMPUIONH-3-1J1) —4-okco—-4, 5-
ourunpo-3H-1-tna-3, 5, 8-TpuaszaaueHadTniIeH—2—
KapbokcaMmna;

172

N-( (1R, 25) —2-akpuUiIaMUIOUUKIIOTeKCWUJI) —4-0okco—-5-
(6-beHoxcunupuonH-3-mi) -4, S-aurunpo-3H-1-Tua-
3,5, 8-TpuazaaneHadTuiieH-2-kapbokcaMmuua ;

173

N-( (1R, 2S) -2-akpuilaMMIOUMUKIIOTEeKCWI) —5— (*S) — (4-
MeTWJI- 6—beHOKCUNIUPUIONH-3-1J1) —4-oxco—-4, 5-
ourunopo-3H-1-tna-3, 5, 8-TpuaszaaueHabdTuiaeH-2—
kapbokcamMmuma;

174

N-( (1R, 25) —2-akpuiIlaMUIOUUKIIOTEeKCUI) -5— (*R) — (4-
M30IPONOKCU—2-MeTuIbeHU ) —4-0KCco-4, 5—-IUTHUIPO-—
3H-1-™na-3, 5, 8-TprazaalueHadTUIIEH-2~
kapbokcaMmnua;

175

N-( (1R, 3R) —3-akpuJIaMUIOUMUKIIONIEeHTWJ) -5 (*S) — (2-
MeTuJI-4-beHoxcubenns) —4-oxco-4, S-gurugpo-3H-1-
Tua-3, 5, 8-TpraszaalleHadTuieH-2-KapbokcaM1Ia ;

176

N-( (1S, 3R) -3-aKpuJIaMMIOOUUKIIOTEKCUII) =5— (*S) — (2-
MeTuJI-4-beHokcubeHms) —4-oxco-4, S-gurugpo-3H-1-
Tua-3, 5, 8-TprazaalleHadTuieH-2-KapbokcaM1aa ;

177

N-( (1R, 2R) —2-akpUIaMUIOUMKIIONEeHTIJI) —4-0okco—-5-
(6-beHOoKCUTIMPUIVH-3-1JI) -4, S—ournanpo-3H-1-THua-
3,5, 8-TpuazaaneHadTmiieH-2-kapboKkcaM1a ;

178

N-( (1R, 2S) -2-akpUJIaMUIOOUMKIIONEeHTJI) —4—-0KCO—5—
(6-dbeHokCUTIUPUIVH-3-1JI) -4, b—ouruapo-3H-1-THua-
3,5,8-rpuazaaueHadTniieH-2-kapbokcamMuna ;

179

N-( (1R, 2S) -2-akpuiiaMMIOUMKJIIONeHTIJI) —4—-0oxkco—5-
(5-deHoxcunUpUIMH-2-1i) -4, S—aurungpo-3H-1-Tua-
3,5,8-rpuazaaueHadTmieH-2-kapbokcaMuua,;

N-( (1S, 3R) -3-aleTaMUIOLUMKIOTEKCUII) —5— (*S) - (2-
MeTuJI-4-beHoxcubenns) —4-oxco-4, S-gurugpo-3H-1-
Tua-3, 5, 8-TpraszaalleHadTuieH-2-KapbokcaM1aa ;

N-( (1R, 3R) -3-aMMHOLMKJIIOTEeKCUJI) —5- (2-MeTujI—4-
beHoxcubenms) ~4-oxco-4, S-gurunpo-3H-1-Tua-
3,5,8-TpuazaaueHadTuiieH-2-kapbokcaMuua ;

N-( (1R, 3R) —3-akpuJIaMMIOUMUKIIOTEKCUI) —5— (*S) — (2-
MeTuJI-4-beHokcubeHus) —4-oxco-4, S-gurugpo-3H-1-
Tua-3, 5, 8-TprazaaleHadTmieH-2-KapbokcaM1aa ;
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N-( (1R, 2S) —2-axkpulIaMUIOOLUUKIIOTeKCUJI) —5— (6—
UUKJIOOYTOKCHU -4 -Me TUINUPUANH-3-1J1) —4-oxco—-4, 5—-
omurunpo-3H-1-Tta-3, 5, 8—-TpuaszaalleHabdTUIIeH-2—
xkapBbokcaMmua;

184

N-( (1R, 3R) —3-axpuiIaM/UIOOLUMKIIONeHTUII) —5— (2-
MeTJI-4-beHokcubenmy) ~4-okco-4, 5-gurunpo-3H-1-
Ta-3, 5, 8-TpruazaalleHabTuileH-2-KapbokcaMuaa;

185

N-( (1R, 2R) —2-axkpUJIaMUIOOLUUKIIONEHTUII) —4-0KCO—5-
(5-beHOKCUIIMPUIOMH-2-WJI) -4, S—nuruapo-3H-1-Tra-
3,5,8-TpuazaaueHadTriieH-2-kapboKkcaMmnia ;

186

N-( (1S, 3R) —3-axpuIaMUOOUMKIIONeHTUII) —5- (*R) — (4-
M30MNPOIOKCU—-2-MeTuiIbeHnsi) —4-oxkco-4, S-gurunpo-
3H-1-mna-3, 5, 8-rpuaszaauecHadTmiieH-2—
KapbokcaMuna;

187

N-( (1R, 2S) —2-aKpuiIaMUIOIUKIIOTeKCUJI) —5- (6—
UUKJIOOYTOKCHU—2—Me TUIINUPUANH-3-1J1) —4-0okco—-4, 5—
ourunopo-3H-1-Tta-3, 5, 8-TpuaszaaleHabdTuieH-2—
KapBbokcaMmma;

188

N-( (1RS, 3RS) -3-akpUIaMUIOUUKJIIONEeHTUJI) —4—-0KCO—
5- (6-¢eHOKCUNIUPUIMH-3-1JI) -4, S—gurunopo-3H-1-
TMa-3, 5, 8-TpruazaalleHadTuineH-2-KapbokcaMuaa;

189

N-( (1R, 2S) -2-axkpuUiIaMUIOOLUUKIIONeHTUII) —4-0KCOo—5—
(4-dbenunnupuinH-2-wi) -4, 5S-ourunpo-3H-1-Tua-
3,5, 8-TpuazaaneHadTHuIeH-2-KapOokcaMuaa ;

190

N-( (1S, 3R) —3-axkpuilaMUOOUMKIIOTeKCuJI) —5- (*R) — (4-
MBONPOIOKCU—-2-MeTUIIeHn1) —4-okco—4, 5S—-ourunpo-
3H-1-tna-3, 5, 8-TpuazaaleHadTnIeH- 2~
xapBbokcaMmua ;

191

N-( (1S, 3R) —3-axpuUIaMUOOUMKIIONeHTUII) —5- (3-xJop-
d-perHoxkcubenmy) -4-oxco-4, 5-ogurunpo-3H-1-THra-
3,5, 8-TpuazaauneHabTuiieH-2-kapBboKkcaMuia ;

192

N-( (1R, 2S) -2-aKpuUJlaMUOOUMUKJIIOIIEHTUII) —4—0KCO—5—
(5-deHmnnupuue-3-wmi) -4, 5—-ourngpo-3H-1-Tua-
3,5,8-TpuazsaaueHadTriieH-2-kapboKkcaMmnIa ;

193

5-([1,1"-6udenma] -3-ma) -N-( (1R, 23) -2~
aKPUIaMUOOLMKIIONeHTH ) —4-0okco-4, S—ourunpo-3H-
l-tna-3, 5, 8-rprazaalueHadpTuiieH-2-kapOoKkcaMuua;

194

N-( (1R, 2S) -2-axkpuiIaM/UIOOLUUKIIONIEeHTWUII) —4-0KCO—5—
(3- (mupuouu-2-wi) edui) -4, S-ourugpo-3H-1-THua-
3,5,8-TpuazaaueHadTmiieH-2-kapboKkcaMmnia ;

195

N-( (1R, 3R) -3-alueTaMMIOLUMUKIIOTeKCUII) =5- (*3) - (2-
MeTII-4-beHokcubenmI ) ~4-okco-4, S5—ourunpo-3H-1-
Tua-3, 5, 8-TpraszaalleHadTuiieH-2-KapbokcaMuaa ;
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N-( (1R, 3S) —-3-akpMJaMUIOOLUUKJIIOIEHTUII) —5— (*S) — (2-
MeTu-4-benoxcubpenns) —4-oxkco-4, S-ourunpo-3H-1-
Ta-3, 5, 8-TpuazsaaleHadpTuiIeH-2-kapbokcaMmua ;

197

N-( (1R, 2R) —2-akpWjlaMUOOLUUKIIOIIeHTUII) ~4-0KCOo—5—
(2-dpenmnnmpunuu-4-un) -4, 5S-ournopo-3H-1-Ttua-
3,5, 8-TprazaaueHadTuIIeH-2-kKapbokcaMnia ;

198

N-( (1S, 3R) —-3-akpmjlaMUOOLUUKIIOIIEeHTUII) ~4-0KCOo—5—
(2-bennnnmpunuu-4-un) -4, S-ournopo-3H-1-THua-
3,5, 8-TprazaauneHadTuIIeH-2-kKapbokcaMnia ;

199

N-((1R,2S) -2-akpMJaMUIOOLUUKJIIOIIEHTUII) —5— (2—
MeTuJI-4- (MupuonH-3-njokcu) benus) —4-oxkco-4, 5-
ournopo-3H-1-Ttma-3, 5, 8-TprazaaleHadTUIIeH— 2~
KapOoKkcaMmaa;

200

N-( (1R, 2R) —2-aKpMJIaMUIOOLUUKJIIOIEHTUII) =5 (*S) — (4-
MeTUJI-6-OeHOKCUIIMPUANH-3-1JI) —4-0okco-4, 5—
ourugpo-3H-1-tna-3, 5, 8-TprasaalieHadTmUIIeH—2 -
KapOokcaMmaa;

201

N-( (1R, 2S) -2-aKpMJIaMUIOOLUMKJIIONEeHTUII) —4-0KCco—5—
(5-beHorCcUIUpasuH—-2-ui) -4, S-ournopo-3H-1-Tua-
3,5, 8-TpuasaaleHadTuieH-2-kapdokcaMmm1ia ;

202

N-( (1R, 2S) -2-aKpujIaMUIOOLUMKJIIONEeHTUII) —4-0KCc0o—5—
(3- (mmpunouH-3-wi) bernui) -4, 5S-ournagpo-3H-1-Tua—
3,5, 8-TpuasaaleHadTuieH-2-kapdokcaMm1ia ;

203

N-( (1R, 2S) -2-aKpujaMUIOOLUMKIIONEeHTUII) —4-0KCco-5—
(6—benunnupunasmuda—4-ui) -4, 5S-ournopo-3H-1-Tua-
3,5, 8-TpuasaaneHadTrieH-2-kapdokcaMm1ia ;

204

N-( (1R, 2S5) —2-aKpUIaMUOOLUUKIIOTEeKCUII) —5— (*S) — (6—
UMKJIOBYTOKCU—2-Me TUIINUPUINH-3-1JI) —4-okco-4, 5-
ouruapo-3H-1-Ttua-3, 5, 8-TprasaalieHadTUIeH— 2~
KapOokcaMM1oa ;

205

N-( (1R, 2S) -2-akpMJlaMUMOOUMKJIIOIEHTUII) —5— (4-
usonpornokcubeHms) —4-oxkco-4, 5—-ourunpo-3H-1-THra-
3,5, 8-TprazaaneHadTriieH-2-KapOokcaMmia ;

206

N-( (1R, 2S) -2-aKpujaMUIOOLUMKIIOIIEHTUII) —5— (2—
MeTuJ-4- ( (Terparngpo-2H-nimpaH-4-

W) oxcu) benusr) —4-okco-4, S-aurnnpo-3H-1-Ttua-
3,5, 8-TprazaaueHadTUIIeH-2-KapbokcaM1ia;

207

N-( (1R, 2S) -2-axKpMJIaMUIOOLUMKIIOIEHTUII) —5— (2—
M30NPOIUIIUPUInH-4-mi) —4-okco-4, 5—ourunpo-3H-
l-tna-3, 5, 8-TpuaszsaanueHadTuiieH-2-kKapBbokcamMmua;

208

N-( (1R, 35) —-3-axKpMJIaMUIOOUMKJIIONEeHTUJI) —4-0KCco—5—
(2-¢penmnnmpunuu-4-wn) -4, 5S-ournopo-3H-1-Ttua-
3,5, 8-TpuazaaneHadTriieH-2-kapOoKkcaMmia ;
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N-((1R,2S) -2-axKpUJIaMUOOUMUKIIOTEKCUI) —=5— (*S) - (6—
MBOIPOIOKCHU—2 ~Me TUJINIUPUOVNH- 3-1J1) —4-okco-4, 5-
ouruopo-3H-1-Ttma-3, 5, 8—-TprazaaleHadTUIIeH—2—
kKapbokcaMuna,;

210

N-( (1R, 2S)-2- (3-xJopHpolaHaMU0 ) UMKJIOTIEHTWI) —
5-(*S) - (4—-MeTUJI-6-DeHOKCUNUPUONH-3-WJI) —4—-0KCO—
4, 5-murngpo-3H-1-Ttna-3, 5, 8—-TprazaaleHadTUIIEH—
2-xapborcammmua;

211

N-( (1R, 2S) -2-axkpuiIaMUOOUNKIIOTeKCUII) —5— (6—
VBOIPOIOKCU— 2 ~Me TUIINUPUAVNH- 3-1J1) —4—-okco-4, 5-
ouruopo-3H-1-Ttma-3, 5, 8—-TpMrazaaleHadTUIEeH—2—
kapbokcammua;

212

N-( (1R, 3R) - 3-axpujlaMUOOUUKJIIOIIEHTUJI) —4—-0KCO—5-—
(2-benunnupunuu-4-wmi) -4, 5-ogurruogpo-3H-1-Tua-
3,5, 8-TpuazaaleHabTuieH-2-kapboKkcaMm1ia ;

213

N- ( (1R, 2R) -2-aKpuUIaMUOOUUKIIOTEKCHI) —5— (*3) - (4-
MeTUII- 6—beHOKCUNIUMPUOUH-3-1J1) —4-oxco—-4, 5-
ourunpo-3H-1-t™na-3, 5, 8-TprasaaleHabTUIeH-2—
KapbokcaMmmna;

214

N-( (1RS, 3RS) - 3-akpuiIaMMIOLUMKIIOIeHTNJ) ~4-0OKCO—
5- (b-deHokCcUTIUPUIMH-2-WJI) -4, S—aurnopo-3H-1-
THa-3, 5, 8-TpuazaalueHadTUIIeH-2-KapObokcaMm1ua ;

215

N-( (1R, 3R) —-3-axpuilaMUOOUMKIIOTeKCUI) —-5— (*R) - (4-
M3OIPONOKCU—2-MeTuJIbeHnJ) —4-0KCco—-4, S5S-aurunpo-
3H-1-Ttna-3, 5, 8-TpuaszaalleHadTUIIeH- 2~
Kapbokcammia;

216

N-( (1RS, 3RS) —3-akpujIaMMIOOLUUKIIOTeKCUI) ~4-0OKCO—
5- (5-beHoxcHUnUPUIMH-2-1J) -4, S—nurnopo-3H-1-
Ta-3, 5, 8-TpuaszaaleHadTuiIeH-2-kKapbokcaMuna;

217

N-( (1R, 3R)-3- (2~

(OMMe TMJIAMMHO ) alle TaMUOO ) UMKJIOIIEeHTMJI) —5— (2-
MeTuI-4-peHoKCubeHMII) —4-0kCco—-4, b—auruopo-3H-1-
TMa-3, 5, 8-TpuazaaleHadTUIIeH-2-KapbokcaMmua ;

218

N-( (1R, 2R) —2-axkpuilaMUOOLUUKIIOTEeKCUII) —4-0KCO—-5-
(5-beHoxkCcUnUPUINH-2-1iI) -4, S—ourunpo-3H-1-Tua-
3,5, 8-TpuazaaleHadTuiIeH-2-kapbokcaMm1Ia ;

219

N-( (1R, 2R) —2—-axkpuUiIaMUOOUMKJIIONIEHTUI) —5— (*S) — (4-
MeTUII- 2~ beHOKCUIMPpUMUAONH-5-1i) —4-okco—4, 5-
ouruopo-3H-1-Ttna-3, 5, 8—-TprazaalleHadTUIeH—2—
kapbokcammma;

220

N-( (1R, 2S) -2-axkpuiIaMUOOLUUKIIONIEHTMUII) —5- (2-
MeTUJI-4 - (IUPUOVH-2-UJIoKCK) beHnJ) —4-okco—-4, 5—
ouruopo-3H-1-Ttna-3, 5, 8—-TpMrazaaleHadTUIEeH-2—
kapbokcammma;

221

N-( (1R, 2S) -2-aKpUJIaMUIOOUMKIIOTEeKCUI) —5— (*S) - (6—
UMKJIOOYTOKCHU—4-Me TUJIIUPUINH-3-1JI) —4-0kCco—-4, 5-
ouruopo-3H-1-Ttua-3, 5, 8—-TprazaaluceHadTUIEH-2—
KapbokcaMuna,;
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N-( (1R, 2S) -2-axkpmjlaMUOOLUUKJIIOTeKCUII) —5— (6—
M30HNPONOKCU—4-Me TUIINUPUANH-3-1J1) —4—-0KCco—-4, 5-
ouruapo-3H-1-Tta-3, 5, 8-TpuazaaleHadTUIeH-2—
KapboKkcaMm1ma ;

223

N-( (1R, 2S) -2-akpWUJIaMUIOLUUKIIOTeKCUJI) —5= (6—
(IMKJIOTIEHTUIIOKCHY ) —4—-Me TUIINIUPUANH-3-1JI) —4—-0KCO—
4, 5-gurunpo-3H-1-tna-3, 5, 8-TpuazaalieHabTUIEH—
2-kapbokcamMmmna;

224

N-( (1R, 2S8) —2-aKpMilaMUIOUNKIIONIEHTUII) —5— (2
MeTUII-4 - (IMPUMUONH=-2-MJIOKCHU ) beHmi) —4-oxkco—-4, 5-
ouruopo-3H-1-tna-3, 5, 8—-TprasaalieHadTUIeH- 2~
KapbokcaMm1ma ;

225

N-( (1R, 2S) -2-akpWUJIaMUIOLUUKIIOTeKCUJ) —5= (6—
U300y TOKCU-4-Me TUIINUPUAMH-3-1JI) —4-okco-4, 5-
ouruopo-3H-1-Ttma-3, 5, 8-TpuazaaleHadTUIeH-2—
KapOoKcaMM1Ia ;

226

N-((1S,33)-3-axkpMJIaMUOOUMKIIONEHTHUII) —5— (*S) - (2-
MeTuII-4-beHokcubpeHns) ~4-okco-4, 5S-ournnpo-3H-1-
TMa-3, 5, 8-TpruaszaalueHadTUIIeH-2-KapbokcamMua ;

227

N-( (1R, 2R) —2-akpujlaMUOOLUUKIIOTEeKCUII) ~4-0KCco—-5—
(2-dbeunnnupunmuua-4-wi) -4, S5-ourunpo-3H-1-THua-
3,5, 8-TprnazaaueHadTUIIeH-2-KapOoKkcaM1a ;

228

N-( (1R, 3R) -3-aleTaMUIOUUKIIONEHTUII) —5— (2-MeTUJI—
d-peHorcudpenmy) ~4-oxco-4, S-gurnnpo-3H-1-Tua-
3,5, 8-TprnazaaueHadTUIIeH-2-KapOoKkcaM1ia;

229

5- (2-mMeTun-4-dpeHoxcubenmi) -N- ( (1R, 3R) -3-(2-
(MeTHMJIaMMHO) alleTaMMIO ) UMKJIONeHTH)I) —4-okco-4, 5-
ouruopo-3H-1-tna-3, 5, 8—-TprazaaleHadTUIIeH— 2~
kapbokcaMm1ma;

230

N-( (1S, 3R) -3-aMMHOUUKJIOTEKCWII) —5— (*S) — (2-
MeTnII-4-deHokcuberHms) ~4-oxkco—-4, 5—ourunpo-3H-1-
TMa-3, 5, 8-TpruaszaaleHadTMIIeH-2-KapbokcamMmnna ;

231

N-((1S,3S) -3-axkpMjlaMUOOLUUKIIOTEeKCHUII) —5— (*S) — (2-
MeTnII-4-dpeHokcubenHmsr) ~4-oxkco—-4, —ourunpo-3H-1-
Tma-3, 5, 8-TprnaszaalueHadTmIIeH-2-KapboKkcamMmna ;

232

N-( (1R, 3R) -3-axpmilaMMIOUUKIIOTeKCUII) —4-0KCO—5—
(2-dpennnnupuauH-4-un) -4, S-aurunpo-3H-1-Tua-
3,5, 8-TpuazaaneHabTmieH-2-kapOokcaMmna ;

233

N-( (1R, 2R) —=2-aMMHOUIMKJIOIEHTHJI) —5- (4-MeTHII—-6—
beHorcUIUpUIOMH-3-uJ) —4-okco-4, S5—-aurunpo-3H-1-
Ta-3, 5, 8-TpuazaaleHadTUIIeH-2-KapbokcamMuna;

234

N-( (1R, 2S) -2-akpMiIaMUIOLUMKIIONEHTUII) —4-0KCcOo-5—
(4= ((TeTparunpo-2H-nupaH-4-wi) okcu) benmi) -4, 5-
ouruopo-3H-1-Ttma-3, 5, 8-TpuazaaleHadTUIeH-2—
KapOoKcaMM1Ia ;
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N-( (1R, 3R) -3- (2-aMMHOAalleTaM1OO ) LMKJIOIIEHTMJI) —5—
(2-meTmnn—-4-deHoxcubenmir) —4-oxkco—4, S5-ournopo-
3H-1-Tma-3, 5, 8-TprazaaleHadTUIIeH—2—
KapbokcaMmnma;

236

N-( (1R, 3R) -3-aMMHOUMKJIONIEHTUJI) —5— (2-MeTnj—4-
benokcubenmi) -4-okco-4, S-ournnpo-3H-1-Tua-
3,5, 8-rpuazaauneHadTmuieH-2-kapbokcamMmua ;

237

N-( (1R, 3S) -3-akpuilaM/UOOLMKJIOTeKCHUJ) —5- (*S) — (2-
MeTmII—-4-deHokCcUubeHn) —4-0okco—-4, S-aurunpo-3H-1-
TMa-3, 5, 8-TpruazaaleHadTuIeH-2-kKapboKkcaMm1Ia ;

238

N-( (1R, 2S) -2-akpuilaMUIOUUKJIIOTeKCUJI) —5— (*R) - (6—
V30IIPOIOKCU~ 2~ Me TUJINIUPUIUH-3-1JI) —4-0KCco-4, b-
ourmapo-3H-1-tma-3, 5, 8—-TpuazaalueHadTUIeH-2—
KapOokcaMmnma;

239

N-( (1R, 2R) —-2-akpuiIaMUIOLUUKIIOTeKCMJI) —4—-0KCOo—-5—
(6-benokCHUIMPUIVH-3-1J) -4, S—ourungpo-3H-1-Tra-
3,5, 8-rpuazaauneHadpTmuieH-2-kapbokcamMmna ;

240

N-( (1R, 3S) —-3-aMMHOLMKJIOIIEHTMJI) —5— (*S) - (2-
MeTmII—-4-deHokcubeHnmy) —4-okco—-4, S-aurunpo-3H-1-
T™Ma-3, 5, 8—-TpurazaalleHadTUIIeH-2-KapbokcaM1aa ;

241

N-( (1S, 3S)-3-alueTaMUIOLUUKIJIONEHTMJI) —5— (*S) - (2-
MeTmII—-4-deHokCcUubeHns) ~4-0okco—-4, S-aurunpo-3H-1-
Ta-3, 5, 8-TpruazaaleHadTuiIeH-2-kKapbokcaMm1aa;

242

N-( (1R, 2S)-2-akpuilaM/OOLMKJIOTeKCUI) —5- (*R) — (6-
LUMKJIOOYTOKCU—2 -Me TUJINIUPUINH-3-1J1) —4-0Kco—-4, 5—
onrnapo-3H-1-mna-3, 5, 8-TprazaalueHadTHIIeH-2—
KapOokcaMmoa;

243

N-((1S,3S)-3-aueTaMUIOLUUKIJIOTEeKCUJI) —5— (*S) - (2-
MeTuII—-4-deHokcubeHmy) ~4-okco—-4, S-aurunpo-3H-1-
Tra-3, 5, 8-TprazaaleHadTUIIeH-2-KapBokcaM1aa ;

244

N-( (1R, 3S)-3-alueTaMMIOLUUKJIONEHTMJI) —5— (*S) - (2-
MeTmII—-4-deHokCcHubenns) ~4-okco—-4, S-aurunpo-3H-1-
T™Ma-3, 5, 8—-TprazaalleHadTUIIeH-2-KapbokKcaM1aa ;

245

N-((1S,35)-3-(2-

(OIVMe TUJIaMMHO ) alle TaMUI0 ) HMKJIONIEHTUII) —5— (2-
MeTuJI-4-beHOKCUbeHWII) —4-0kCco—4, S—ournngpo-3H-1-
Tua-3, 5, 8-TpuazaaleHadpTuiieH-2-kapbokcaMuia ;

246

5- (2-MeTuin-4-dpeHorcudbenmi) -N- ( (1S, 33) -3-(2-
(MeTMJIaMMHO ) alleTaMMI0 ) UMKJIONIeHTUJI) —4—-okco—-4, 5-
onrnapo-3H-1-tmna-3, 5, 8-TprazaaueHadTMIIeH-2—
Kapbokcammma;

247

N-((1S,3S)-3-aMMHOLUMKJIOTEKCUJI) —5— (*S) - (2-
MeTmII—-4-deHokcubeHns ) ~4-okco—-4, S-aurunpo-3H-1-
THa-3, 5, 8-TpuazaaleHadpTuiieH-2-kapbokcaMm1aa ;
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5- (3-xyjop-4-deHokcubenmy) -N- ( (1S, 3R) -3-( (E) —-4-
(OMMe THUIIaMMHO ) BY T—2—-eHaMUIO ) UMKJIOIIeHTUJI) —4—
okco-4, 5-gurunpo-3H-1-tna-3,5, 8-
TpuaszaalleHadTuIeH-2-KapbokcaMuna ;

249

5-([1,1"-6udbenmn] -3-mj)-N-( (1R, 2S) -2-
aMUHOLUMKJIIONIEHTWJI) —4-0kco—4, b—nurunpo-3H-1-Tua-
3,5, 8-TpraszsaalieHadTuiIeH-2-kapbokcaMuua ;

250

5-(*S) - (2-MeTun-4-dpeHorcubenmyi) -N- ( (1R, 3S) -3—
(2- (MeTHMJIaMMHO) alle TaMUO0 ) HMKJIIOTEeKCUII) —4-0KCO—
4, 5-murunpo-3H-1-Tua-3, 5, 8—-TpruazaaleHadTUIIEH—
2-kapbokcammna;

251

N-( (1R, 3S)-3- (2-aMMHOAlLleTaM1IO ) LIUKJIOTEKCUJII) —5—
(*S) - (2-meTuni-4-peHorcudpeHms) —4-oxkco-4, 5-
ouruopo-3H-1-tua-3, 5, 8—-TpruazaaleHadTHUIIeH—2—
kapbokcamMuma ;

N-((1R,3S)-3-(2-

(OVMMe THUJIaMMHO ) alle TaMUIO ) HUKJIOTeKCHJI) —5- (*S) -
(2-MeTnn-4-benorcudbenns) -4-oxco-4, S5S-ournuipo-
3H-1-Ttna-3, 5, 8-TprasaaleHadTnIeH- 2~
KapbokcaMmoa;

253

N-( (1R, 3S) -3-aueTaMMOOLMUKIIOTEKCUII) —5— (*S) - (2-
MeTuI-4-beHokcubernui) —4-okco-4, 5-ourunpo-3H-1-
Tua-3, 5, 8-rpruazaaneHabdTriieH-2-kapborcaMm1ma;

254

N-( (1R, 2S) —2-aMMHOUMKJIIONIEHTWII) —5- (*S) - (4-
MeTUII— 2~ Qe HOKCUIIUPUMUIOVH-5-1J1) —4-0KCco—4, 5—
ouruopo-3H-1-tua-3, 5, 8-TpruazaalueHadTnIeH—2—
kapbokcamMuma ;

255

N-( (1R, 2R) —2-aMMHOUMKJIIOTEKCUJII) —=5- (*3) - (4-
MeTWII- 6-beHOKCUIUPpUONH—-3-1j) —4-okco—-4, 5-
ourunpo-3H-1-tna-3, 5, 8—-TpuazaaleHadTUIIeH-2—
KapbokcaMmzna;

256

N-( (1R, 2R) —2-aMMHOLUMKJIIOIIEHTUJI) —=5- (*3) - (4-
MeTUII-2-beHOKCUIUPUMUOUH-5-1J1) —4-0oKCc0o—-4, 5-
ourunpo-3H-1-tna-3, 5, 8—TpuaszaaleHadTUIIeH— 2~
KapbokcaMmna;

257

N-( (1R, 2S) -2-aMMHOLUUKJIIOTEeKCUJI) —4-0KCco—-5- (6—
beHoxcunMpUIuH-3-wmi) -4, S-ourunpo-3H-1-Tua-
3,5, 8-TprazsaaleHadTuiieH-2-kapbokcaMua ;

258

N-((1S,2R) -2-alleTaMUOOLUUKIIONEHTMJI) —4—0KCO-5-
(2-bennnnupunmuu-4-wi) -4, 5-ourunpo-3H-1-Tua-
3,5, 8-TpraszaaleHadpTuIeH-2-kapbokcaMuna;

259

N-((1S,3S)-3-aMMHOUUKJIIONEeHTUJI) -5- (*S) - (2-
MeTuI-4-beHoxkcubenmi) —4-okco-4, S-ourunpo-3H-1-
Ta-3, 5, 8-TpruaszaaneHabdTriieH-2-kKapborcaMm1ma;

260

N-( (1R, 2S) -2-aMMHOLUUKJIIOTeKCUJI) —4-0KCOo—-5- (2—
benmnnupunmuH-4-un) -4, S5-gurunpo-3H-1-Ttna-3, 5, 8-
TpuazaalleHadpTuUIeH-2-KapbokcaMuua ;
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N-( (1R, 3S)-3-aMMHOLMKJIIOTEKCHJI) —=5- (*3) - (2-
MeTuII-4-besHorcubexHms) —4-oxco-4, 5—-onurunpo-3H-1-
TMa-3, 5, 8-TprazaalleHadTUIIeH-2-KapOokcaM1aa ;

262

N-( (1R, 2S)-2-aMMHOLMKJIIONEHTMJI) =5- (*R) - (4-
M30NPONOKCU-2-MeTuydeHmi) —4-okco-4, S5S-aurnuopo-
3H-1-tma-3, 5, 8—-rpuazaaleHadTUIIeH- 2~
KapbokcaMmuua,;

263

N-((1R,2S)-2-aMMHOLUMKJIIONEHTMU) —4—-0KCO-5- (2-
benmnnupunuua-4-wi) -4, S-ogurugpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTHUIIeH-2-KapOokcaMmna ;

264

N-( (1R, 2R) —2-axkpujlaMMIOUUKJIOTeKCUII) —5- (*R) — (4-
VBOIPONOKCU-2-MeTulIdeHns1) —4-okco-4, 5—-ourunpo-
3H-1-tma-3, 5, 8—-rpuazaaleHadTUIIeH- 2~
KapbokcaMuna;

265

N-( (1R, 2S)-2-aMMHOLMKJIIONEHTUI) —4-0KCO-5- (6—
bevHoxCUNUPUOMH-3-1J) -4, S-ournuapo-3H-1-Tua-
3,5, 8-TpuazaaleHabdTrieH-2-kKapdokcaMm1ma ;

266

N-( (1R, 2S) -2-axkpujlaMUIOUUKJIOTeKCUII) —5- (*R) - (6—
UMKIOOY TOKCU—4-Me TUINVPUINH-3-1J) —4-0okco-4, b-
ourunpo-3H-1-tma-3, 5, 8-TprazaalneHadTUIeH-2—
KapbokcaMuna;

267

N-( (1R, 2S)-2-aMMHOLUMKJIIONEHTMUJI) —4-0kCco-5- (4-
benunnupunuu-2-wi) -4, S-ogurugpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTUIIeH-2-KapOokcaMmna ;

268

N-( (1R, 2R) -2-TMOPOKCUUMKIIONEHTMJI) —4-0KCO—-5- (2-
benmnnupunuua-4-wi) -4, S-ogurugpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTUIIeH-2-KapOoKkcaMmna ;

269

N-( (1R, 2R) —2-aMMHOLMKJIIONEHTWUJI) —4-0KCO-5- (6—
beHOKCHUIIMPUIOVH-3-1JI) -4, b—ourunpo-3H-1-Tna-
3,5, 8-TprazaaleHadTniIeH-2-KapbokcaMm1oa ;

270

N-( (1R, 2S)-2-aMMHOLUUKJIIONEHTUJI) —5- (2-
MBONPONMIINNPUANH-4-1J1) —4-0oKCco-4, S5—nurunpo-3H-
1-tna-3, 5, 8-TpuaszaalleHadTneH-2-kapbokcaMmaa ;

271

N-( (1R, 2S)-2-aMMHOLUUKJIIONEHTMUJI) —5— (4-
M30IPpOoNoKCudeHm) —4-okco—-4, 5—ogurunpo-3H-1-Tua-
3,5, 8-TpuazaaleHadTuieH-2-kapdbokcaMm1Ia ;

272

N-( (1S, 2S) -2-axkpujlaMUIOUUKJIOTeKCUII) —5- (*R) - (4-
VBOIPONOKCU-2-MeTulIdeHnsr) —4-okco-4, S5—ourmunpo-
3H-1-tna-3, 5, 8-TprazaaleHadTHUIIeH-2~
kKapOokcaMuna;

273

N-( (1R, 2R) —2-axKpUJIaMUIOOIMUKIIOTEKCUII) —5- (*S) - (4~
WBONPONOKCU-2-MeTudpenns) —4-okco—-4, S-ourunpo-
3H-1-tna-3, 5, 8-TpuazaaleHadTUIIeH- 2~
kKapbokcaMmia,;
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N-( (1S, S)-3-axpulaMUIOOUUKJIIOTeKCUII)—5- (*R) - (4-
M30NPONOKCU-2-MeTuinbeHmi) —4-okco-4, 5-aurnopo-
3H-1-tna-3, 5, 8-TpraszaaleHadTHUIIeH-2~
rapOokcaMuua;

275

N-( (1R, 38) -3-axpujIaMUIOOUUKJIIOTeKCWUII) —5— (*R) - (4-
MBONPONOKCU-2-MeTulIbeHmII) —4-okco-4, 5—-ourunpo-
3H-1-tma-3, 5, 8—-rpuazaaleHadTUIIeH— 2~
KapOoKkcaMuua;

276

N-( (1R, 3S) -3-axpuUIaMUIOOUMUKIIONEeHTUII) —5- (*R) - (4-
MBONPONOKCU-2-MeTulIbeHmIr) —4-okco-4, 5—-ogurunpo-
3H-1-tma-3, 5, 8—-rpuazaaleHadTUIIeH— 2~
KapbokcaMmna;

277

N-( (1R, 2R) —2-aMMHOLUMKJIOTeKCMUJI) —4—-0oKco—-5- (6-
beHOKCHUIIMPUOVH-3-1JI) -4, b—nurnnpo-3H-1-Tua-
3,5, 8-TpuazaaleHadTnUIeH-2-KapbokcaMmna ;

278

N-( (1R, 2S)-2-aMMHOLMKJIIONIEHTMUI) —4-0KCO—-5- (6—
beHunnvpunazvH-4-wmi) -4, S-ourngpo-3H-1-Tra-
3,5,8-TpuazaaneHadTmIieH-2-KapOokcaMm1Ia ;

279

N-( (1S, 3S)-3-axpulIaMUIOOUMUKIIOTeKCHUII) —4-0KCOo-5-
(2-denmnnupunouu-4-wi) -4, S-gurugpo-3H-1-Tua-
3,5, 8-TprazaaneHadTmiieH-2-kKapOokcaMm1aa ;

280

N-( (1R, 2S)-2-aleTaMUOOLUUKIJIONeHTNII) —4-0KCOo—5—
(2-bennnmmmpunonH-4-wi) -4, 5—ourunpo-3H-1-Tua-
3,5, 8-TpuazaaneHabdTuieH-2-kapdokcaMm1aa ;

281

N-( (1R, 2S)-2-aMMHOUMKJIIONEHTMUJ) —4-0oKco-5- (6-
benmnnupuVmoH-4-wmi) -4, b-ourngpo-3H-1-Tua-
3,5, 8-TpuazsaaleHadTmUIeH-2-KapbokcaMuna ;

282

N-( (1S, 38)-3-axpuIaM/UIOIOUMKJIIOIIEHTUII) —4-0KCO—5-—
(2-bennnnupuanH-4-wmi) -4, S—-ourunpo-3H-1-Tua-
3,5,8-TpuazaaneHadTMIieH-2-KapOokcaMm1Ia ;

283

N-( (1R, 3S) -3-axpulIaM/UIOOUMUKIIOTeKCHUII) —4-0KCOo-5-
(2-denmnnupunouu-4-wi) -4, S-gurugpo-3H-1-Tua-
3,5, 8-TprazaaneHadTmiieH-2-kKapOokcaMm1aa ;

284

N-( (1R, 2S) -2-aMMHOLUMKJIIONEHTMUJI) —4-0okco-5- (5~
benmnnupunvea-3-wia) -4, 5S-ourngpo-3H-1-tna-3, 5, 8-
TprasaalleHabdTuaeH-2-kapbokcaMuua ;

285

N-( (1R, 2S)-2-aMMHOLUMKJIIONEHTMJ) —4-0oKkco-5- (3~
(mpuouH-2-mi) beuns) -4, S-ourngpo-3H-1-Tua-
3,5, 8-TpuazaaleHadpTnUIeH-2-KapbokcamMuna ;

N-((1S,2R)-2-(2-

(MeTnJIaMMHO ) alleTaMMUIO ) IUKJIONIeHTII) —4—-0oKco—-5-
(2-denmnnupunuu-4-wi) -4, S-gurnopo-3H-1-THa-
3,5, 8-TpuazaaneHadTmiieH-2-kKapOokcaMm1aa ;
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N-( (1R, 2S)-2-aMMHOUMKJIOIEHTUJI) —5— (2-MeTujI—4 -
((Terparugpo-2H-nupaH-4-uJ1) okcu) beHnsr) —4-okco-
4, 5-muruogpo-3H-1-Tra-3, 5, 8-TprazaalueHabTUIIeH-
2-rapboxcamMuma;

288

N-( (1R, 2S)-2-aMMHOUMUKJIONeHTUJI) —4-0okco—-5- (4-
((TeTparugpo-2H-nupanH-4-ui) okcu) berns) -4, 5-
ourunpo-3H-1-tua-3, 5, 8-TprazsaaneHabTUIIeH-2—
KapbokcaMmna;

289

paueMuyeckoro cis N-( (1RS,3RS)-3-
AMVHOUMKJIIONeHTUII) —4-0KCcOo—5- (6-deHOKCUIUPUINH—
3-uin) -4, 5-ogurugpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTuiieH-2-KapbokcaMmmna ;

290

palueMmuueckoro TpaHc-N-( (1RS,3RS)-3-
AMVHOUMKJIJIONeHTUII) —4-0KCcOo—-5— (6-deHOKCUNIMPUINH-
3-uin) -4, 5-ogurugpo-3H-1-tna-3, 5, 8-
TpraszaalleHadTuiieH-2-kKapbokcaMmuna;

291

N-( (1R, 2S) -2-aKpuUJIaMUOOLUKIIOTEeKCIUII) —4-0KCOo-5-
(5-beHokCcUnmMpUOMH-2-1JI) -4, b—nurunpo-3H-1-Tua-—
3,5, 8-TpuazsaalieHadTHUIIeH-2-KapboKcaM1aa ;

292

N-( (1RS, 2RS) —2-axkpuUIaM/OOUMKIIONIeHTIII) —5— (2-
MeTIJI- 6-heHOKCUNIUPUIUH- 3-1J) —4-okco—-4, 5-
ourunpo-3H-1-tua-3, 5, 8—-TprazsaaneHabTUIIeH-2—
KapbokcamMmnna;

295

N-( (1R, 2S) -2-aKpUJIaMUOOUUKJIIOTEKCUII) —4—-0KCO—5~—
(5-beHokcunmpasmH-2-mi) -4, 5—ourunpo-3H-1-Tua-
3,5,8-TpuazaalueHadTuieH-2-KapOokcamMuna ;

296

N-( (1R, 2S) -2-aKpUJIaMUOOUUKJIIONEeHTUJI) —4—-0KCO—5—
(5-dbeHOoKCUNIMPUMUIVH-2-MJ) -4, b—nuruapo-3H-1-
Tma-3, 5, 8-TpuasaalueHadTHUIeH-2-KapOoKCcaMIa ;

297

N-( (1R, 2S) -2-aKpUJIaMUOOUUKIIOTEeKCUII) —4—-0KCO—5~—
(5-dbeHOKCUNIVMPUMUIVH-2-MJ) -4, b—nuruapo-3H-1-
TMa-3, 5, 8-TprasaaleHadTHUIeH-2-kKapOoKcaM1Ia ;

298

N-( (1R, 2S) -2-axpnUIaMUMOOLUMKJIIONEeHTWJI) —5— (S) — (6—
1300y TUII-4-Me TUIINIUPKUINE-3-1J1) —4-oxco-4, 5-
ourunpo-3H-1-tua-3, 5, 8—-TpuazsaaneHabTHUIIeH-2—
kapBbokcaMmna;

299

N-( (1R, 2S) -2-axpuUIaMUOOLUUKIIOTEeKCUII) —5— (*S) — (6—
M30NPONOKCU—4-Me TUIINUPUINH-3-1J1) —4-okco—-4, 5-
ourunpo-3H-1-tua-3, 5, 8-TprazaalueHabTHUIIeH-2—
KapbokcaMmna;

300

N-( (1R, 2S) -2-axpuUjIaMMOOLUMUKJIIONeHTWJI) —4-0KCco—-5-
(*S) - (4- (mupuoueE-3-nujaorcu) benns) -4, S-ourunopo-
3H-1-t™na-3,5, 8-TpruaszaaleHadTUIIeH-2—
KapbokcamMmna;

301

N-( (1R, 2R) -2-aKpUJIaMUIOOUUKJIIONEHTUJI) —5— (*S) — (2—
MeTIII- 6-OeHOKCUIIMPUIOVH- 3-1J1) —4-0okco—4, 5-
mnrunpo-3H-1-tma-3, 5, 8—TprazaalueHadTUIIeH—2—
xKapOokcamMmna;
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N-( (1R, 23) -2-aKpuiIaMUIOOLMKIIOTEeKCIUII) —4-0KCO—5—
(2-dpenHokcunupuvmanHE-5-mi) -4, S-ourugpo-3H-1-
Ta-3, 5, 8-TprazaaleHadTuIIeH-2-KapbokcaMmIa ;

303

N-( (1R, 2S)-2-akpuilaM/UOOUMKIIOTEeKCKI) -5- (*S) — (2-
MeTHII- 6—QeHOKCUNIMPUANH-3-1J1) —4-okco—4, 5—
ourunpo-3H-1-Ttna-3, 5, 8—-TpuaszaalleHadTUIIeH—2—
kapOokcammna;

304

N-((1R,2S)-2-axkpuiIaM/UOOUVKIIOIeHTWJI) -5- (*S) — (2-
MeTuJI—-4- ( (TeTparunopo-2H-nupaH—-4-

wi1) okcu) bernns) —4-okco-4, S—ourunpo-3H-1-THua-—
3,5, 8-TprasaaueHadTHIIeH-2-KapbokcaMIa;

305

N-( (1R, 2S) -2-akpUIaMUOOLUMUKJIIOIEHTI) —5- (2—
MeTUJI-4- (Iupuna3uHa-3-mujIorcu) bedms) —4-oxco-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—-TpuaszaalleHadTUIIeH-2—
kapbokcaMmna

N-((1*S,3*S) -3-akpUIaMUIOLUUKIIONEeHTUJI) —-5— (*S) -
(d-MeTui-6-peHOKCUNIUPUINH-3-1JI) —4-0okco—-4, 5-
ourngpo-3H-1-tna-3, 5, 8—-TpuazaalueHadTuUIeH-2—
kapbokcaMmna;

307

N-( (1R, 2R) —-2-akKpUJIaMUOOUMKJIIONEHTUJI) —4-0KCO—5—
(5—-dpeHOKCUNIMPUMUANH-2-WJI) =4, S—ourugpo-3H-1-
Ta-3, 5, 8-TpuazaaleHadTuieH-2-kapboKkcaMuia ;

308

N-((1*S,3*S)-3-akpuiIaMUOOUUKIIOTEeKCUII) —=5— (*S) -
(d-MmeTmIi-6-beHOKCUNIMPUIVH-3-1JI) —4-0okco—-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—-TpuasaalleHadTUIIeH—2—
kapbokcamMmna;

309

N-( (1R, 2S) -2-akpUIaMUOOLUMUKIIOTEeKCUII) —5- (*S) — (6—
(LMKJIOTIEHTUIIOKCH ) —4 —Me TUIINIUPUINH-3-1JI) —4-0KCO—
4, 5-nurnnpo-3H-1-tna-3, 5, 8-TpruazaalueHadTUIIeH—
2-xapbokrcamMuna;

310

N-( (1R, 2S)-2-akpuilaM/UOOLUNKJIIONeHTIJ) —4-0KCco—5—
(2-dpenoxcunupuvmanuyE-5-ui) -4, S-ourugpo-3H-1-
Ta-3, 5, 8-TpuazaaleHadTuIIeH-2-KapbokcaMuia ;

311

N-( (1R, 2R) - 2-akpUJIaMUOOLUMKJIIONEHTIJI) —4-0KCO—5—
(5-beHOokCUNIMpPa3UH-2-1JI) -4, b—nurunpo-3H-1-THa-
3,5, 8-TpuazaaueHabdTHIIeH-2-KapbokcaMmua ;

312

N-( (1R, 2S)-2-akpuilaMUOOUUKIIOTEeKCKII) =5- (*S) — (6—
U308y TOKCU—4 -Me TUIINIUPUANH-3-1J1) —4-okco—-4, 5—
ourungpo-3H-1-Ttna-3, 5, 8—-TpuasaalleHadTUIIeH-2—
kKapbokcamMmnoa;

313

N-( (1S, 3R) -3-akpuilaM/UOOLUMKJIIOIEeHTIJ) ~4-0KCO—5—
(5-denHokCcUnUPpUOVH-2-ui) -4, S—aurunpo-3H-1-Tua-
3,5, 8-TprasaaueHabdTHIIeH-2-KapbokcaMa ;

N-( (1R, 2R) —2-akpuUilaM/UOOUNKJIIONEeHTWJI) —4-0KCc0o—-5—
(2-peHOKCHUNIUPUMUONH-5-1JI) -4, S—nuruapo-3H-1-
Ta-3, 5, 8-TpuazaaleHadTuIIeH-2-KapOoKcaMmIa ;

- 251 -




315

035168

N-((1*S,3*S)-3-axKpWUJIaMMIOLUUKIIOTEeKCHUIJI) ~4—-0KCO—
5- (5-beHokcunMpUouH-2-mi) -4, S-ourugpo-3H-1-
TMa-3, 5, 8-TpruazaaleHadTUIIeH-2-KapOoKkcaMa ;

316

N-( (1R, 2R) —2-aKpMJIaMUIOOLUMKIIONeHTMUII) —5- (*S) - (4-
V30MPONIOKCU—2-MeTudeHnsI) ~4-okco—4, S—ournopo-
3H-1-Tta-3, 5, 8—-TprazaaleHadTUIIeH-2—
KapbokcaMmaa;

317

5-([2,3"-dunupuanu] -4-uj) -N- ( (1R, 2S) -2-
aKPUIaMUIOOUUKIIONeHTNJT) —4-okco—-4, S—nuruapo-3H-
l1-tna-3, 5, 8-TpruazaaleHadTMieH-2-KapboKkcaMuna ;

318

N-((1*R,2*S3)-2-aMMHOLUUKJIIONIEHTWJI) =5- (*S) - (2-
MeTUII- 6—beHOKCUNIMPUIMH-3-1J) —4—-oxkco-4, 5-
ourunpo-3H-1-™na-3, 5, 8—TpuaszaalieHadTUIeH- 2~
KapOokcaMmoa;

319

N-( (15, 3R) -3-aKkpmIaMMIOOLUMUKJIIOIIEHTUII) ~4-0KCO—5—
(2-dpeHoKkCUIMPUMMUINH-5-11) -4, S-aurunpo-3H-1-
Tna-3,5, 8-TprazaalleHadTHUIIeH-2-KapbokcaMm1aa;

320

N-( (1R, 2S) -2-axKpMJIaMMIOOUMKIIONeHTMUI) —4-0KCcOo—5—
(5-benunnupunazui-3-ui) -4, S-ouruapo-3H-1-Tua-
3,5, 8-TprazaaneHadTMIIeH-2-KapboKkcaMua ;

321

N-((1*S,3*S)-3-axkpuiIlaMUIOLUNKJIONIEHTWJI) —4—-0KCO—
5- (6-beHorCcUnUpUONH-3-1JI1) -4, S—nuruopo-3H-1-
Tna-3,5, 8-TprazaaleHadTHUIIeH-2-KapbokcaMm1ma;

322

N-( (1R, 2R) —2-aKpWUJIaMUOOIMKIIOTeKCUJI) —5— (*S) - (2-
MeTWII- 6-hbeHOKCUIINPUINH-3-1JI) —4-0okco-4, 5-
ourunpo-3H-1-tna-3, 5, 8—-TprazaaneHadTuUIIeH—2—
kapbokcaMMIa ;

323

N-((1S,3S)-3-axkpmjIaMMIOOUMKIOTeKCUI) —4-0oKCco—5—
(6-beHOokCUNIMPUONH-3-1JI) -4, S-ouruapo-3H-1-Tua-
3,5, 8-TprazaalueHadTmIieH-2-KapboKCcaMa ;

324

N-( (1R, 2R) —2-aKpMJlaMMOOLUUKJIIOIIEHTUII) —4-0KCO—5—
(3- (mupuouy-3-ui) beuu) -4, S-aurunpo-3H-1-Tua-
3,5, 8-TprazaaleHadTUIeH-2-KapbokcaMm1Ia;

325

5-([2,2"-ounupuanu] -4-wuj) -N- ( (1R, 2S) -2-
aAKPUIaMUIOOUUKIIONeHTNJT) —4-okco—4, S—nurnapo-3H-
l-tma-3, 5, 8-TpruazaalueHadTMIeH-2-KapOoKkcaMmua ;

326

5-([2,3"-ounupuanu] -4-wuj) -N- ( (1R, 2R) -2-
AKPMIIaMUIOOLUMKIIONEHTI) —4-0kco—-4, S-gurunpo-3H-
l1-tna-3, 5, 8-TpuazaalleHadTuUIeH-2-KapOoKkcaM1aa ;

327

N-( (1R, 2R) —2-axKpMJIaMMIOOUMKIIONeHTMUII) —4—-0KCO—-5—
(3- (mupuouHe-2-ui) beuun) -4, S-aurunpo-3H-1-Tua-
3,5, 8-TprazaalleHadTuUIIeH-2-KapboKkcaM1Ia;
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N-((1*R,3*S) -3-aKkpuUjIaMUIOOLUMUKJIIOIEeHTHUII) —4-0KCO—
5- (5-beHokcunupuonH-2-mi) -4, 5—ourunopo-3H-1-
Ta-3, 5, 8-TpuazaalleHadpTHUIIeH-2-KapOokcaMmuna ;

329

N-((1*R, 3*R) -3-akpujIaMUIOOUMUKIIONEHTUII) —5- (*S) -
(d-MeTUJI-6-PeHOKCUNIUPUIMH-3-1JjI) ~4-oxco—-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—TpraszaaueHadTmUIIeH-2—
KapBbokcamMmna;

330

N-((1R,2S) -2-akpuUilaMUIOLUMKIIONEeHTMJI) —5— (6—
(n3omponmMiIaMMHO) —4-Me TUIINIUPUONH-3-1JI) —4-0KCO—
4, 5-gurunpo-3H-1-Tta-3, 5, 8—TpraszaaueHa®TUIIeH—
2-kapbokcamuna;

331

N-((1*R, 3*R) -3-aKkpuUjIaMUOOUUKIIOTEKCHUII) —4-0KCO—
5- (6-beHOoKkCUIMPUINH-3-1J) -4, S—ourunopo-3H-1-
Tra-3, 5, 8-TprnazaalueHadTMIeH-2-KapbokcaMmaa ;

332

N-((1*R, 3*R) -3-aKpmiIaMMOOLUMUKJIOTEKCUII) —=5- (*S) -
(d-MeTUJI-6-PeHOKCUIUPUIMUH-3-1J) ~4-0oxco—-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—TpraszaaueHadTmUIeH-2—
KapBbokcammna;

333

N-( (1R, 2S) -2-aMMHOLMKJIOTeKCHUII) —5— (*S) — (2-
MeTUJI-6—QeHOKCUIUPUIMH-3-1Jj) —4-oxco—-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—TpraszaaueHadTmUIIeH-2—
KapBbokcamMmna;

334

N-((1*R, 3*R) -3-akpujIaMUIOOUMUKJIIONEHTHUII) —4-0KCO—
5- (6-beHOokCUIUPUINH-3-1JI) -4, S—ourunopo-3H-1-
Ta-3, 5, 8-TpuazaalleHadTnIeH-2-KapOokcaMmuna ;

N-( (1R, 2S) -2-aMMHOLMKJIOTEKCHJI) —5— (*S) - (6—
N300y TUI-4-Me TUJINUPUINH-3-1J1) —4-oxco-4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—TprnaszaaueHadTmUIIeH-2—
KapBbokcammna;

336

N-( (1R, 2R) —2-aMMHOLMUKJIOIIEHTUJI) —5— (2—
nz3onponuInmupuina—-4-mmn) —4-oxkco-4, S—ourunpo-3H-
l-tua-3, 5, 8-TpuazaaleHadTniIeH-2-KapBokcamMmna ;

337

N-( (1R, 2R) —2-akpUIaMUIOLUMKIIONIEHTWJI) —5— (2-
nz3onponuiInmupuina—4-mmn) —4-oxkco-4, S-ourunpo-3H-
l-tua-3, 5, 8-TpuazaaleHadTniieH-2-KapBokcaMmna ;

338

N-( (1R, 2R) —2-akpuUiIaMUIOLUMKIIOTEKCUII) —4—-0KCO-5-
(2-dbeHokcunupuMmuIuHE-5-wui) -4, 5-ourugpo-3H-1-
Tra-3, 5, 8-TprnazaaueHadTMIIeH-2-KapbokcaMmuaa ;

339

N-( (1R, 2R) -2-aMMHOUMKJIOIEHTWJI) —5— (*S) - (2—
MeTWJI—-6—QEeHOKCUIUPUIMH- 3-MJj1) ~4-oxkco—4, 5-
ourunpo-3H-1-Ttna-3, 5, 8—TpraszaaueHadTmuIIeH-2-
rapBbokcamMmna;

340

N-( (1R, 2S)-2-alleTaMUOOLUMUKIIOTEKCUJI) -5 (*S) - (2—
MeTUJI- 6—QeHOKCUIUPUIUH-3-1Jj) —4-oxco—-4, 5-
ourunpo-3H-1-tua-3, 5, 8—TprasaaueHabTuUIIeH-2—
KapOokcamMmna;
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N-( (1R, 2S) —2-aKpmjlaMUOOUMKIIOTeKCUII) —5- (*R) — (6—
(LIMKJIONeHTUIJIOKCHY ) —4—Me TUJINIUPUIVH- 3-1JI) —4-0KCO—
4, 5-ogurnppo-3H-1-tna-3, 5, 8-TprazaaleHadTUIIeH—
2-Kap0bOokcamMuia;

342

5-([2,2"-0unmupunue] -4-wmi1) -N- ( (1R, 2R) -2-
AKPUIIaMUOOUUKIIONeHTUII) —4-0okco-4, S—ourunpo-3H-
l-tna-3, 5, 8-TpruaszaaueHadTnieH-2-kapOokcaMmuna ;

343

5-(*S) - (2-MeTUJI- 6—-PEeHOKCUNIUPUANH-3-1JI) —4-0KCO—
N-( (1R, 2S) -2-nponMoHaMUOOUMKIIOTeKCui) -4, 5-
ourunpo-3H-1-tna-3, 5, 8-TprazaaleHadTUIIeH- 2~
KapboKcaMuua ;

344

N-( (1*R, 3*R) -3-axpujlaMUOOUUKIIOTEKCUII) —4-0KCO—
5- (5-¢peHOKCHUIIMPUIOVH-2-1J) -4, S—ourunpo-3H-1-
Ta-3, 5, 8—-TpuaszsaalueHadTuIeH-2-KapbokcaM1aa ;

345

N-( (1R, 2S) -2-aleTaMUIOOUMKIIONEHTUII) —5— (*S) - (2—
MeTUJI- 6—beHOKCUNIUPUIUH-3-1J) —4-oxco-4, 5-
ourungpo-3H-1-tna-3, 5, 8-TprazaaleHadTUIIeH-2—
kapbokcaMuna;

346

5-(*S) - (2-MeTUJI- 6—-PEeHOKCUNIUPUANH-3-1JI) —4-0KCO—
N-( (1R, 2S) -2-IponMOHaMUOOUMKJIIONeHTMI) -4, 5—
ourunpo-3H-1-tna-3, 5, 8-TprasaaleHadTUIIeH-2—
kapbokcaMmma;

347

N-( (1R, 2S) —2-akpuIaMUIOUUKJIIONEeHTWII) —5— (*R) - (2—
MeTuJI-4- ( (TeTparngpo-2H-niupaH-4-

ni) okcu) beuns) —4-oxco-4, S-gurunpo-3H-1-Tua—
3,5,8-rpuazaauneHadTmiieH-2-kapbokcaMm1ua ;

348

N-( (1R, 2S) -2-aKpmjlaMUIOOUUKIIOTeKCUII) —5- (*R) — (6—
MBONPONOKCH—4-Me TUINUPUINH-3-1J1) —4-okco-4, 5-
ourungpo-3H-1-tna-3, 5, 8-TprazaaleHadTUIIeH-2—
kapbokcaMuna;

349

N-( (1R, 2S) —2-aMMHOULUMKJIONEeHTUJI) —4-okco—-5- (5-
benunnupunazuH-3-ui) -4, S-ournapo-3H-1-Tua-
3,5,8-rpuazaauncHadTmieH-2-xkapbokcaMmnua ;

350

N-( (1R, 2R) —2-aMMHOLUUKJIIOTEKCUJI) =5- (*S) - (2-
MeTWJI- 6—-beHOKCUNIUPUIMH-3-1i) —4-oxco—-4, 5-
onurunpo-3H-1-tna-3, 5, 8-TpuazaaleHadTuiIeH-2—
KapOoKCcaMuia ;

351

N-( (1S, 3R) -3-akpujlaMUIOOLUUKIIOTeKCKII) —4-0oKCco—5-
(2-denmnnmpunonia-4-wi) -4, S-aurunpo-3H-1-Tra-
3,5,8-rpuazaaueHabTmiieH-2-kapbokcamMm1ma ;

352

N-( (1R, 2S) —2-aKpMJlaMUIOOUUKIIOTeKCUII) —5- (*R) — (6—
1300y TOKCU—4-Me TUINUPUONH-3-1J1) —4-okco-4, 5-
ourungpo-3H-1-tna-3, 5, 8-TpraszaalueHadTUIIeH-2—
kapbokcaMmma;

353

5-(*S) - (2-MeTUJI- 6—-HPeHOKCUTIUPUAVH-3-1JI) —4-0KCO—
N-( (1R, 2R) —2-IponMOHaMUOOUMKIIONeHTMI) -4, 5—
nurunpo-3H-1-™na-3, 5, 8-TpuazaalteHadTuiieH-2 -
kapbokcamMuna;
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N-( (1R, 2S) —2-aMMHOLUMKJIIOIIEHTWJI) —=5— (*S) - (6—
1300y TUII-4-Me TUIIIUPUONH-3-1J1) —4-0kco—-4, 5—
ourunpo-3H-1-tua-3, 5, 8—-TpuazaaleHadTUIIeH— 2~
kapbokcaMmma;

355

N-( (1R, 3S) -3-aMMHOUMKJIIONIEHTWJI) —=5— (*S) — (4-
MeTUII-6-OEeHOKCUIMPUIONH-3-1J1) —4-0KCcOo—4, b-
ourunpo-3H-1-tua-3, 5, 8—-TpruazaaleHadTUIIeH—2—
kapbokcaMmma;

356

N-( (1R, 3S) -3-aMMHOLUMKIIOTeKCUJI) =5= (*S) - (4-
MeTUII- 6-OEeHOKCUIMPUIONH-3-1J1) —4-0KCcOo—-4, 5b-
ourunpo-3H-1-tna-3, 5, 8—-TpruaszaaleHadTUIIeH— 2~
kKapbokcaMmma;

357

N-( (1R, 25) -2-akpuJlaMUIOOUUKIIOTEKCUII) =5 (*S) - (6—
1300y THUII-4-Me TUIIIUPUOVH-3-1J1) —4-0okco—-4, 5—
ourunpo-3H-1-tna-3, 5, 8-TpruaszaalueHadTUIeH-2~
kapbokcaMmma;

358

N-( (1R, 2R) —2-aleTaMUOOLUMUKJIIOIIEHTIII) =5 (*S) - (2-
MeTUI-6-OeHOKCUIMPUONH-3-1j) —4-0KkCco—4, b-
ourunpo-3H-1-tna-3, 5, 8-TpruaszaaleHadTUIeH-2~
kapbokcamMmma;

359

N-( (1R, 35) -3-axkpuiIaMUIOOUUKIIONIEHTMJI) -5 (*S) - (4-
MeTUI-6-OeHOKCUNIMPUONH-3-1J) —4-0oKkco—4, b-
ourunpo-3H-1-tna-3, 5, 8-TpuaszaalieHadTUIEH—2~
kapbokcamMmma;

360

N-( (1R, 3S) —3-aueTaMUOOUUKIIOTEKCHUII) —5- (*S) — (4~
MeTUI-6-OeHOKCUNIMPUONH-3-1J) —4-0okco—4, b-
ourunpo-3H-1-tna-3, 5, 8-TpuaszaalieHadTUIEeH—2~
rkapbokcamMmma;

361

5-(*S) - (d-MeTUJI-6-DeHOKCUNIUPUIUH-3-1JI) —4—0KCO—
N-( (1R, 3S) —3-TIpONMMOHaAMUIOIUKIIONEeHTWJI) -4, 5—
ourunpo-3H-1-tna-3, 5, 8—-TpuaszaalieHadTUIEeH—2~
kapbokcaMm1ma;

362

N-( (1R, 2R) —2-aueTaMUOOLUUKIIOTEKCUII) —5- (*S) — (2-
MeTWJI- 6—beHOKCUNIUPUINH-3-1J1) —4-okco—-4, 5-
ourunpo-3H-1-1tna-3, 5, 8-TpuaszaaleHadTUIIeH— 2~
kapbokcamMm1ma;

363

N-( (1R, 35) —3-akpuUlIaMUIOOUUKIOTEeKCUII) —5- (*S) - (4~
MeTUII—- 6-OEeHOKCUIUPUOUH- 3-1J1) —4-0KCcOo—4, 5-
ourunpo-3H-1-1tna-3, 5, 8—-TpuaszaaleHadTUIIeH— 2~
KapOoKcaMmaa;

364

5-(*S) - (2-MeTUJI-6—-QeHOKCUNIUPUIUH-3-1JI) —4—0KCO—
N-( (1R, 2R) —2-TIPpONMOHAMUIOUUKIIOTeKCWIT) =4, 5—
ourunpo-3H-1-1tna-3, 5, 8-TpuaszaaleHadTUIIeH— 2~
kapbokcaMmma;

365

N-( (1R, 35) -3-axkpuilaMUIOOUUKIIOIIEHTIJ) —5— (6—
1300y TOKCU—4-Me TUIINUPUINH-3-1J1) —4-okco-4, 5-
ourunpo-3H-1-tua-3, 5, 8—-TpruazaaleHadTUIIeH—2—
kapbokcaMmma;

366

N-( (1R, 35) -3-akpUIaMUIOIOUMUKIIONIEHTMJI) =5 (*S) - (6—
(LMKJIOIIEHTUIIOKCH ) —4—Me TWJINIUPUINH- 3-1JI) —4—-0KCO—
4, 5-ourunpo-3H-1-tna-3, 5, 8-TpuazaaleHadTUIIeH—
2-kapfbokcamMunma;
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N-( (1R, 2S) —2-axkpuyIaMUOOUMKIIOIeHTHII) —5— (2—

367 MeTHJI-4- ( (2-Me TUIINUPUIOMH-3-1JI) OKCK) deHMIT) —4- 7 54
okco-4, 5-ourunpo-3H-1-tna-3, 5, 8- !
TpMraszaalleHadTuIeH-2-KapbokcaMmnoa;

N-( (1R, 2S) —2-axkpujIaMUOOUMKIIOIeHTWII) —5— (2—

368 MeTJI—-4- ( (6—-MeTUIINUPUIOMH-2-1JI) OKCK) beHMIT) —4 - 5 13
okco—-4, 5—-murunpo-3H-1-tna-3, 5, 8- !
TpraszaalleHa@TuiIeH-2-KapOokcaMuna;

N-( (1R, 2S) —2-axkpuiIaM/UOOLUUKIIONeHTUII) —5- (4— ( (6—

369 Me TUJINIUPUIOUH-2-UJI) OKCK) beHwmy) —4-okco-4, 5- 8. 06
murunpo-3H-1-Ttua-3, 5, 8—-TpuaszaalleHadTHiIeH-2— !
KapOokcaMuna;

N-( (1R, 2S) -2-axkpuiIaM/UOOLUUKIIONeHTUII) —5— (4— ( (6—

370 Me TUJINIUPUIONH- 3-UJI) okCK ) beHwm) —4-okco-4, 5- 7 79
murunpo-3H-1-Ttua-3, 5, 8-TpuaszaaleHadTmiIeH-2 - !
KapbokcaMmma;

N-( (1R, 2S) —2-aKpUIIaMUOOUUKIIOTIEHTUII) —5— (*S) — (6—

371 (LMKJIOIIEeHTUJIOKCHK ) —4 —Me TUIINUPUIVH- 3-UJI) —4-0KCO— 8 23
4, 5-murnnpo-3H-1-tna-3, 5, 8-TpuaszaalleHadTUIeH— !
2-rapbokcamnna;

N-( (1R, 2S) -2-axkpuiIaM/UOOLUKJIIONeHTUI) —5— (4— ( (2-

372 Me TUJINIUPUIOUH- 3-UJI) OKCK ) beHwm) —4-okco-4, 5- 793
murunpo-3H-1-Ttna-3, 5, 8—-TpuaszaalleHadTHIeH-2— !
xkapbokcaMuua;

N-( (1R, 2S) —2-aKpUJIIaMUOOUUKIIOTIEHTUII) —5— (*S) — (6—
N300y TOKCH—4-MeTUINIupUOnH-3-1Jj) —4-okco—-4, 5-

373 8,25
ourunpo-3H-1-Tta-3, 5, 8—-TpuaszaalleHadTHIIeH-2—
xkapBbokcaMmma;

N-( (1R, 2S) -2-aMMHOLMKJIOIIEHTWJI) —5— (*S) — (6—

374 (LMKJIOIIEHTUIIOKCH ) —4 —Me TUIINUPUINH- 3-UJI) —4—-0KCO— 6 82
4, 5-murunpo-3H-1-Tta-3, 5, 8-TpruaszaalleHadTUIIeH— !
2-kapBokcammnna;

N-( (1R, 2S) —2-aMMHOLMKJIOTeKCWUJI) =5— (*S) — (4-

375 MeTMJI- 6-heHOKCUIIMPUONH- 3-1J1) —4-okco—-4, 5b- 6. 92
ourunpo-3H-1-tna-3, 5, 8-TpuaszaaneHadTUIIeH- 2~ !
kapBbokcaMmma;

N-( (1R, 2S) —2-axpuJIaMUOOUMKIIOIeHTIII) —5— (2-

376 UUKJIIOOY TUINUPUIUH-4-1uj) —4-okco-4, S-nurugpo-3H- 7,81
l1-tua-3, 5, 8-TprnazsaaleHadTmieH-2-KapOoKcaM1aa;
N-( (1R, 2S) -2-alleTaMMIOLUMUKJIIOTEeKCUJI) =5- (*S) - (4-

377 MeTMJI- 6-heHOKCUIIMPUONH- 3-1J1) —4-okco—-4, 5b- 6.83
ourunpo-3H-1-Tta-3, 5, 8-TpruasaaleHadTHIeH-2— !
KapbokcaMmma;

N-( (1R, 2S) -2-aleTaMUIOLUMKJIONeHTUII) —5— (*S) - (4-

378 MeTMJI- 6-beHOKCUIUPKUONH-3-1J1) —4-oxco-4, 5- 6. 39
onrunpo-3H-1-Ttma-3, 5, 8-rpruaszaaleHadTmIIeH- 2~ !
KapBbokcaMmma;

N-( (1R, 2R) —2-axkpUJIaMUOOUMKIIONeHTUII) —5- (2-
379 IUKJIOOY TMINUPUIMH-4-1ui) —4-okco—-4, 5—ourugpo-3H- 6,80

1-tnua-3, 5, 8-TprasaaleHadpTrieH-2-kapOokcamMmaa;
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5-(*S) - (2-Memnn-4-dpeHorcudpeHm) —4-okco-N—
((1R, 2S5) —2-mponmoHaMMOOLUKIJIOTekcui) -4, 5—
nuruapo-3H-1-Ttua-3, 5, 8-TpuazaaleHadTHiIeH-2—
KapbokcaMmMIa;

381

5-(*S) - (4-MeTUIJI- 6-QEeHOKCUNIVPUINH-3-1JI) ~4—-0KCO—
N-( (1R, 2S)-2-nponMoHaMUIOOUMKJIIOTeKCHUJ) -4, 5-
nuruapo-3H-1-Ttna-3, 5, 8-TprazaaleHadTUIIeH-2—
KapbokcaMuna;

382

N-( (1R, 2R) —2-aKpMUJIaMUIOLMKIIONEeHTUJI) —5— (*S) — (6—
N300y TUII-4-MeTUIINUPUANH-3-1JI) —4-0Kkco—-4, b—
ouruapo-3H-1-Tna-3, 5, 8-TprazaalleHadTHUIeH—2—
KapbokcaMuna;

383

N-( (1R, 2S) -2-akpWJIaMUIOLUMKIIOIIEHTUI) —5— (2—
MeTuiI—4- ( ( (S) —TerparungpodypaH—3-—

WJI) oKCcK) beHui) —4-okco-4, 5-ourunpo-3H-1-THua-
3,5, 8-TpuazaalieHadTUIIeH-2-KapOokcaMuna ;

384

N-( (1R, 2S) -2-aKpUJIaMUIOOLUUKIIOIIEHTII) —5- (2-
MeTuIJI—4— ( (6—MeTWUIIIUPUIOVH-3-WJI) OKCK) beHMII) —4—
okco—-4, 5-ourunpo-3H-1-Ta-3, 5, 8-
TprazaalleHadTuiaeH-2-kapbokcaMuaa ;

385

5-(*S) - (4-MeTUI- 6-QEeHOKCUNIUPUIUH-3-1JI) —4-0KCO—
N-( (1R, 3S) -3-nponMoHaMUIOUUKIIOTeKCUI) -4, 5-
ourmapo-3H-1-Ttna-3, 5, 8-TprazaaleHadTUIIeH—2—
kapBbokcaMmua;

386

N-( (1R, 2S) -2-aKpMJIaMUIOLUUKIIOIIEHTMI) —5- (2~—
MeTuJi-4- ( ( (R) —TeTparugpodypaH—-3-—

ni) okcu) benums) —4-oxkco-4, 5S-ourunpo-3H-1-Tua-
3,5, 8-TprazsaaleHadTuiIeH-2-kapBoKkcaM1Ia ;

387

N-( (1R, 2S) -2-akpUIaMUIOLUMKIIONeHTUJ) —4-0KkCco—-5—
4- (mypnma3nH-3-UJIOKCK) beHun) -4, b—ouruapo-3H-

388

(
l-tna-3, 5, 8-TpuaszaaleHadTuieH-2-KapOokcamMmna ;
5_

(*S) - (4-MeTHJI- 6—-beHOKCUNIMPUONH- 3-1JI) —4-0KCO—
N-( (1R, 3R) -3-nponMoHaMMIOOUMKIIONIeHTUJI) -4, 5—
nuruapo-3H-1-Ttna-3, 5, 8-TpruazaaleHadTHIIeH-2—
KapbokcaMmMma;

389

N-((1S,4S)-4-aueTaMUMOOLUMUKIIOTEKCUJI) —5— (*S) - (4-
MeTUII—- 6-OEeHOKCUNINPUIMH-3-1J1) —4—-okco-4, 5-
nuruapo-3H-1-Ttna-3, 5, 8-TpruazaaleHadTHIIeH-2—
KapbokcaMuna;

390

5-(*S) - (d-MeTuUI- 6-QeHOKCUNIUPUIUH-3-11JI) —4-0KCO—
N-( (1S, 3R) -3-IpOonMOHaMUIOOUMKIIONEeHTWJI) -4, 5—
ourmapo-3H-1-Ttna-3, 5, 8-TprazaaleHadTuUIeH—2—
xkapbokcaMmua;

391

N-( (1S, 3R)-3-auerTaMMOOLUMKIIONeHTHUJI) —5— (*S) - (4-
MeTUII—- 6-OeHOKCUNIMPUIMH-3-1J1) —4-okco-4, 5-
nuruapo-3H-1-tna-3, 5, 8-TpruazaaleHadTUIIeH-2—
kapBbokcaMmua;

392

N-( (1R, 3R) -3-aleTaMUOOLUMUKIIONIEHTUII) —5— (*S) - (4-
MeTUJI- 6—beHOKCUNIMPUONH-3-1J1) —4-okco-4, 5-
nuruapo-3H-1-Ttna-3, 5, 8-TpuazaaleHadTUIIeH-2—
KapbokcaMmMma;
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N-( (1R, 2R) —2-TMOPOKCULUUKIIONeHTNJI) ~4-0oxco—-5— (4-
beHoxcubenwus) -4, 5-gurunpo-3H-1-tna-3, 5, 8-
TpraszaalleHaQTuiIeH-2-kKapOokcaMuna;

394

N-( (1R, 3S) -3-aMMHOLMKJIOIEHTUJI) —5— (*3) — (06—
(LIMKJIOIEHTUJIOKCHU ) —4 —Me TUIINMUPUINH-3-UJI) —4-0KCO—
4, 5-murnunpo-3H-1-Ttna-3, 5, 8-TpruazaalleHadpTUIIeH—
2-rapbokcammna;

395

N-((1S,3S)-3-aleTaMMIOLUMKJIIONeHTUJI) —5- (*S) - (4-
MeTIII- 6-OeHOKCUIIMPUOVH- 3-1J1) —4-0okco-4, 5-
mnrunpo-3H-1-Ttma-3, 5, 8-TpuaszaaleHadTmIeH—2—
KapBbokcaMmuma;

396

N-((1R,2S)-2-aleTaMUIOLUMKJIIONEHTMJI) —4-0KCO—5~—
(4-dpenorcupenun) -4, 5-ournapo-3H-1-Ttua-3, 5, 8-
TpraszsaaleHadTuUIeH-2-KapOokcamMuna