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PoacrBeHHbIe 3aiBKH

3asBKa MCIIpalInBaeT IPHOPUTET HA OCHOBAaHWHM NpeBapuTeIbHON 3asBKM Ha mateHT CLIA Ne 62/098141,
nonanHoi 30 mexabps 2014 r., comepkaHue KOTOPOH MOJIHOCTHIO BKIFOYEHO B HACTOSIIYIO 3a5BKY TIOCPEICTBOM
CCBUIKH.

00J1acTh TEXHUKH

N3o0pereHne OTHOCUTCS K HHTUOUTOpaM YOMKBUTHH-cienuuaHoi npoteassl 7 (USP7), koTopble MOIX0-
JIAT JJIs1 MPUMEHEHHS B JICUCHUH 3a00JIeBaHUN WM HapyIICHUH, CBA3aHHbIX ¢ pepmentamu USP7. B wactHoCTH,
M300peTeHne KacaeTcs COCOUHEHWH W KOMITO3UIni, HHruoupyomux USP7, cmocoboB nedeHus 3abolieBaHUH
WM HapyuieHu#, ces3anHbix ¢ USP7, a Takxke criocoO0B CHHTE3a TaKMX COCAMHEHUH.

YpoBeHb TEXHUKH

YOUKBUTHHUPOBAHUE SBISCTCS MOCTTPAHCIISAIIMOHHON MOH(HUKANUCH, KOTOPYIO IEpPBOHAYAFHO HICHTHU-
(bunIpoOBaTM KaK BaXHEHIIHMIA KOMIIOHCHT MPOTEACOMAIILHOTO Pa3pYIICHUS B CUCTEME YOUKBUTHH-TIPOTEACOMA
(ubiquitin proteasome system, (UPS)). Llenn youxsutrHa (Ub(s)), BRICOKOKOHCEPBATHBHOTO OeNKa ¢ Maccoi 8,5
k/la, KOBAJICHTHO CBsI3aHEI C CyOCTpaTaMu, KOTOphIC OYAYT IMOJABEPTHYTHI pa3pymicHuto B mpoteacome (Finley D.
"Recognition and processing of ubiquitin-protein conjugates by the proteasome". Annual review of biochemistry
78:477-513, (2009)). MonekynspHble MEXaHU3MBbI, COTJIACHO KOTOpBIM nericTByeT UPS, Takxke sSBISAIOTCS pas-
JUYHBIMH, C Pa3IAYHBIMH CBS3SIMH LIENH YOMKBUTHHHUPOBAHHSA, KOHTPOJIHMPYIOUIMMH OCIKOBBIA oOMeH, dep-
MEHTHYI0 aKTHBHOCTh, CYOKJIETOUHYIO JIOKATH3aIUI0 U OelIOK-OeIKOBbIE B3aWUMOJEHUCTBUS OEIKOB CyOCTpara.
(Komander D. et. al. "The emerging complexity of protein ubiquitination", Biochem. Soc. Trans. 37 (Pt 5):937-
53 (2009)).

YouksutuH-crieruduunas nporeasza 7 (USP7) mpeacrasnsier coboit neyouksutunasy (DUB) cemelicTBa
youkeuTuH-crieruduyaHpix mpoteas (USP), koTopyro HCXOAHO HISHTHOUITUPOBATU KaK ()EPMEHT, B3aMOICHCT-
BYIOIIUI C BUPYC-KOAMPYCMBIMHU OCIIKaMU BHpyca MPOCTOrO Teprieca, a Mo3xke - Bupyca JmmureiiHa-bapp.
(Everett R.D., Meredith M., Orr A., Cross A., Kathoria M., Parkinson J. "A novel ubiquitin-specific protease is
dynamically associated with the PML nuclear domain and binds to a herpes virus regulatory protein", EMBO J.
16(7):1519-30 (1997); Holowaty M.N., Zeghouf M., Wu H., et al. "Protein profiling with Epstein-Barr nuclear
antigen-1 reveals an interaction with the herpesvirus-associated ubiquitin-specific protease HAUSP/USP7", J.
Biol. Chem. 278(32):29987-94 (2003)) YoukBuTHH-crienuduaasie mpotea3sl (USP) oTHIETIAIOT HCKITIOUHTEh-
HO M30NENTHIHYIO CBsI3b Ha KapOOKCH-KOHIE YOMKBUTHHA. B oTimmume ot apyrux kimaccoB DUB, koTopsie, kak
MOJIATaIOT, B IIEJIOM PETYIHPYIOT TOMEOCTa3 yOMKBUTHHA I YYIaCTBYIOT B IIPETPOLIECCHHTE JIHHEHHBIX IeTel
youkBuTHHa, USP ynansroT yOMKBUTHH ¢ KOHKPETHBIX MHIIeHeH. C ydeToM CyOCTpaTHOH CHEIU(PUIHOCTH B
COYCTAHUHU C MHOTOYHCIICHHBIMU POJISIMH, KOTOPhIC YOMKBUTHHUPOBAHKE BBHITIONHsIET B KiieTke, USP sBisttoTcs
Ba)XHBIMH PETYIIATOPAMH BO MHOXKECTBE CUTHANIBHBIX IyTCH, HAYMHAS C MPEIOTBPAICHHUS IPOTEON3a YOUKBH-
TUHHPOBAHHBIX CYOCTPATOB, M 3aKaHYMBAsi KOHTPOJIUPOBAHUEM HX JIOKATH3AIMHY B SIPE.

USP7 neyOMKBUTHHUPYET PSIl KICTOYHBIX MUIICHEH, yJaCTBYIOMIMX B Pa3IMYHBIX MPOIECCaX, OTHOCS-
MIMXCSI K paKy ¥ METacTa3MPOBaHUIO, HEHPOJCTCHEPATUBHBIM 3a00JICBaHUSAM, HIMMYHOIIOTHYECKUM HaPYIICHH-
SIM, OCTEONOPO3Y, apTPUTHBIM BOCHAJHMTEIBHBIM 3a00JIEBAHUSM, CEPACYHO-COCYANUCTHIM 3a00JIeBaHUM, HIIIE-
MUYECKUM 3a00JICBaHUSAM, BUPYCHBIM MH(MEKIHSIM H 3a00JICBaHHAM, a Takke OaKTepHUaTbHBIM HHPEKIUIM U
3200JICBaHUSAM.

Hampumep, Obu10 mokaszano, yto USP7 crabumuszupyer DNMT 1, JJHK-meTunrpancdepasy, kotopas moJi-
JIEP’KUBAET MUTEHETUICSCKUIA CalJICHCHHT, JIJISl TOIep KaHust 00Jiee BBICOKUX YPOBHEH YCTOWYHBOTO COCTOSTHUS
KJTaCTIHa, Oelika, yJacTBYIOIIETO B CHHAPOME aTaKCHU-TelleaHTmIKkTa3uu u Rad3-ces3anHom (ATR) dochopu-
mupoBanuu Chkl, a Tarxoke perynupyer ypoBHH Oenka Tip60, rucToHHOI anetnntpaHcdepasbl M TPAaHCKPHUIILIH-
OHHOTO COPETYJIATOpa, yYacTBYIoOmIero B aagumnorenese (Zhanwen du, Song J., Wang Y. et al. "DNMT]1 stability
is regulated by proteins coordinating deubiquitination and acetylation-driven ubiquitination,” Science Signaling
3(146) (2010); Faustrup H., Bekker-Jensen S., Bartek J., Lukas J., Mail N., Mailand N. "USP7 counteracts SCF-
betaTrCP-but not APCCdhl-mediated proteolysis of Claspin", The Journal of cell biology 184(1):13-9 (2009);
Gao Y., Koppen A., Rakhsh M., et al. "Early adipogenesis is regulated through USP7-mediated deubiquitination
of the histone acetyltransferase TIP60", Nature Communications 4:2656 (2013).

Kpome perynsanuu cTabmIbHOCTH OEITKOB MOJH-YOUKBUTHHUPOBAHHBIX MuiieHeH, USP7 Takxke KOHTpOJIH-
pyeT CyOKJIETOUHYIO JIOKaIM3anuio 0enkoB. beuto mokazano, uro MoHoyOukBuTHHHpOoBaHe PTEN oka3biBaeT
BIIMSHHUE HA €ro pa3/elIeHHe MEX]y IUTOILUIa3MOW W aapoMm, npuueM sfaepHas jokanuzauus PTEN sBnsercs
BaXHOM T ero omyxoJienoaasisiomniero nercteus. (Trotman L.C., Wang X., Alimonti A., et al. "Ubiquitination
regulates PTEN nuclear import and tumor suppression,”" Cell 128(1):141-56 (2007); Song M.S., Salmena L.,
Carracedo A., et al. "The deubiquitinylation and localization of PTEN are regulated by a HAUSP-PML
network", Nature 455(7214):813-7 (2008)) Taxxe Ob110 MOKa3aHO, uT0 USP7 CBsI3BIBacT M NCYOUKBUTHHUPYET
FOXO04, sensroumiicst unenoM nojacemeiictea FOXO TpaHCKPUMIIMOHHBIX (PaKTOPOB, YIaCTBYIONIUX B pa3iny-
HBIX KJIETOYHBIX MPOLECCAX, BKIIOYAS META0O0TH3M, PETYISIUI0 KJICTOYHOTO IHKJIIA, allONTO3, @ TAKIKE PEAKIIUIO
Ha OKHCIHUTEIBHBIA CTpece, MyTeM YMEHBIICHHUS €ro sSACPHON JOKAMM3AIMYA U TPAHCKPUIIIIHOHHON aKTHBHOCTH.
(van der Horst A., van der Horst O., de Vries-Smits A.M.M., et al. "FOXO4 transcriptional activity is regulated
by monoubiquitination and USP7/HAUSP", Nat. Cell Biol. 8(10):1064-73 (2006)).

Knerounsie mumenun USP7 Takke BKITIOYAIOT OHKOCYIpeccop pS3 um ero ocHoBHYyto nura3zy E3, MDM2,
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crabummsupys p53 nocpeactsom paspymenusst MDM2 (Li M., Chen D., Shiloh A. et al. "Deubiquitination of p53
by HAUSP is an important pathway for p53 stabilization", Nature 416(6881):648-53 (2002); Li M., Brooks C.L.,
Kon N., Gu W. "A dynamic role of HAUSP in the p53-Mdm2 pathway", Mol. Cell. 13(6):879-86 (2004))
CTpyKTypHBIE HCCIIeIOBaHUS Takxke Tokazand, 9to Oemok EBNAI, xomampyemsbrii Bupycom OmmreriHa-bapp,
B3aMMOJICHCTBYET HAa TOM K€ MECTe CBS3bIBaHMS Ha pS53, uto M USP7, mpenoTBpammas 3HIOTCHHYIO KJIETOYHYIO
aktuBHOCTH USP7, ocymecTBisis mpu 3ToM pekpyTHHT USP7 M BUPYCHBIX POMOTOPOB IS aKTHBAIIUH JATCHT-
HOW JKcmpeccuu BUPYCHBIX TeHOB (Saridakis V. et al. "Structure of the p53 binding domain of HAUSP/USP7
bound to Epstein-Barr nuclear antigen 1 implications for EBV-mediated immortalization", Mol. Cell. 18(1):25-36
(2005); Sarkari F., Sanchez-Alcaraz T., Wang S., Holowaty M.N., Sheng Y., Frappier L. "EBNA1-mediated
recruitment of a histone H2B deubiquitylating complex to the Epstein-Barr virus latent origin of DNA replica-
tion", PLoS pathogens 5(10) (2009); Sheng Y. et al. "Molecular recognition of p53 and MDM2 by
USP7/HAUSP", Nat. Struct. Mol. Biol. 13(3):285-91 (2006)) CxonusiM 00pa3oM, reHHbIH poaykT TSPYLS,
TeHa, 4acTO aMIUTM(UIIMPOBAHHOTO IIPH PaKe MOJIOYHOW JKEJIE3bl M CBSI3aHHOTO C HEONArolpUsATHBIM KIMHUYE-
CKUM HCXOJIOM, U3MEHSIET CTaTyC YOMKBUTHHHUPOBaHUS p53 mocpeacTBoM ero B3aumoseiictsus ¢ USP7. (Epping
M.T. et al. "TSPYLS5 suppresses p53 levels and function by physical interaction with USP7," Nat. Cell Biol.
13(1):102-8 (2011)).

WNurnduposanne USP7 npu moMonty HA3KOMOJIEKYJSIPHBIX WHIHOUTOPOB, CIIEOBATELHO, HMEET MOTEH-
AT KaK CIoco0 JIeYeHHUS paKOBBIX 3a00JIeBaHMI W IPYruX HapymieHui. [1o 3Tol mpuurHe COXpaHsIeTcs 3HAUN-
TeNbHAs MTOTPEOHOCTH B HOBBIX M MOIITHBIX HU3KOMOJIEKYISIPHBIX nHTHOuTOpax USP7.

Kpartkoe onucanue n300peTeHust

ITepBrIit acieKT M300peTEHNsT OTHOCHUTCS K coeTMHEeHMsIM opmyasl (1)
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n Ux (I)apMaHGBTI/I‘ICCKI/I l'IpI/IeMJ'IeMLIM COJISIM, rm{paTaM, CoJIbBaTaMm, l'IpOJ'IeKapCTBaM, CTCpeOI/ISOMepaM nu

TayToMepam,

rae X, npeacrasiset coboit C, S umu S(O);

X, npexacrasisieT coboit CR; mmu N;

R, mpencrasmsier coboit H, D, OH, SH, NH,, NH(C,-Cy)ankun, N((C,-C,)ankuin), wim F;

R, mpencrasmsier coboit (C,-Cg)amkmi, apmi, rerepoapm, (Cs;-Cg)rmkinoankui, rerepormknmi, NRjgR;
i OR |, T anmkum, apwt, TUKI0ATKUI B TEeTEPOIMKIIHI He00sA3aTeNbHO 3aMeeHbl OTHUM M Oosiee Rg;

Kkl R3 He3aBucuMO B KakaoM ciydae BeiOpaH u3 D, (C-Ce)ankmna, (C,-Ce)amkenuna, (C,-Cg)amku-
auna, (C;-Cgankokcu, (Ci-Cg)ranorenankuna, (C;-Cq)rajoreHankokcu, apmia, rerepoapmia, (C;-Cg)imkio-
ankwia, rerepouukinuia, CN, OH, C(O)R;;, C(O)OR;;, OC(O)OR;;, OC(O)NR; 7R3, NR{7R 5, NR;C(O)Rys,
NR17C(O)OR13, C(O)NR17R13, NR17C(O)NR17R18, S(O)qNR17R18, S(O)qR17ng, NR17S(O)qR17R18 HJIKM rajIorcHa,
TJIe alKWI HeoOsA3aTeNbHO 3aMeIlleH OJHUM WM 0oJee 3aMECTUTEIIMU, He3aBUCHMO BhIOpaHHbIME U3 OH wim
NH,;

win 1Ba R; COBMECTHO, KOT/Ia HaXOJITCS Ha COCEIHUX aToMax yriepoaa, oopa3yroT (C;-Cg)IUKIOaTKILI,
HeoO0s3aTeNTbHO 3aMEeIeHHBIH OHUM Wi OoJiee R o; nmu nBa R; coBmecTHO 00pasyrot (C;-Cg) crimponmkitoat-
KHJI, HEOOS3aTeIbHO 3aMeIeHHBINH OHUM WK OoJiee Rio; miam n1Ba Ry coBMECTHO 00pa3yroT CIIMPOTeTepOITHK-
JIWJT, He0O0s3aTeTbHO 3aMEeIeHHBI OTHUM WiH Ooitee Riq; mim 1Ba R3 COBMECTHO, KOTIa HAXOAATCS Ha COCETHUX
aToMax yriepoja, 00pa3yioT apriIbHOE KOJIBIIO, HEOOsI3aTEIbHO 3aMeleHHOe OMHUM Win Oomee Riq; mn aBa Rs
COBMECTHO, KOTJIa HAaXOJATCS Ha COCETHUX aToMax yriepoja, 00pa3yloT reTepoapuiIbHOE KOJBI0, HEOOs3aTeIb-
HO 3aMeIeHHoe OAHUM Ui 6oee Riq;

R4 mpencraBnser co6oit (C;-Ce)ankui, (Cy-C;)ankmnenapwn, rerepoapui, (Cz;-Cy)uknoankmwn, CD; wim
TETEPOIUKIIII, T apHII, TeTSPOApHII, TETEPOIMKIIMII U IIUKIOATKUII He00sI3aTeIFHO 3aMEIICHBI OJHUM HiH 00-
Jee RIZ;

Rs u Rs HeszaBucumo mpencraBisitor coboit H, D, (Ci-Cy)amkmn, (C,-Cg)ankenun, (C,-Ceg)ankuHm,
(C;-Cg)ankokcn, (C-Cg)ramorenankui, (C;-Cg)raJoreHaIKOKCH WU TAIOTCH; WU

Rs u Rs coBMecTHO 00pa3yroT (Cs-Cg)IMKIOANKIIBHOE WIIA TETEPOIMKIMIBHOE KOJBIIO, HEOOS3aTEIEHO
3aMeIIeHHOe OJHUM WJIM 0oJiee 3aMeCTHUTENIsIMH, He3aBUCHMO BhIOpaHHBIMH U3 Tanorena, CN, (C;-Cq)ankuia,
OH, CH,0H, (Cy-C,)ankunen-O(C,-Cg)ankuna uimu (Cy-C,)ankmreH-NR 7R 15;

R¢ HE3aBHCHMO TipencTasisieT coboit H, D, ranoren, CN, NR ;R g, (C;-Cg)ankumn, (C,-Cg)ankokcu mmm OH,
Korjaa X, MpeacTaBiseT coboi N;

R; mpencraBmsier coboit H, D, (C-Ce)amkmn, (C,-Ce)anmkenun, (C,-Cg)amkunnn, (C;-Cg)amkokcH,
(C;-Cg)ramorenankmn, (C;-C¢)ragoreHankokcu, rajmorex, apmi, rerepoapui, CN mwiu NR¢R,;, rae apun u rete-
poapui HeoOs3aTEIEHO 3aMEIICHBI OTHUM WiH Ooiee Ry;

Kax bl Ry He3aBucHMO B KaxkaoM cirydae Beiopan u3 D, (Ci-Cg)ankuna, (C;-Cg)anmkokcu, (C;-Cq)ranores-
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ankmna, (C;-Cg)ramorenamkokcu, (C;-C;)ankmneH-O(C;-Cy)ankmna, (Cy-C,y)ankunenapuna, (Cy-Cy)ankuieH-
rerepoapmwia, (C3;-Cjg)umkmoankuna, rereporummia,  (Cy-Cy)ankmnen-O-apuna,  (Cy-Cy)ankmien-O-
retepoapuna, O-(Cs;-Cg)mmknoankmia, S-retepoapmia, ramoreHa, CN, C(O)Rj;,, CO(O)R;;,, C(O)NRoR;;,
S(O)¢Ri0,  S(O)NRjoR;;,  NRoS(O)¢Ri1, (Co-Cs)amkmmen-NRoR;;, NR;(C(O)R;;, NR;(C(O)C(O)Ry,
NR(C(O)NR R}, -P(O)((C;-Cy)ankmi),, P(O)(apwmi),, -SiMes, SFs wimm OH, rioe amkun, ankujieH, apuil, rere-
POApHIT U TETEPOLUKIINI HeOOsI3aTeIbHO 3aMEIIeHbBI OMHIM HiTu Ootee Ro;

nik aBa Rg coBMecTHO, KOTJa HAaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s3aTeNTbHO 3aMeleHHOe OAHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOT/Ia HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HEO03aTeNEHO 3aMEIICHHOES OTHIM HIH Oosiee Ry; mim nmBa
Rg coBMecTHO, KOT/1a HAXOATCS Ha COCEIHUX aTOMax yriiepoja, 00pa3yroT TeTepOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTeJIbHO 3aMEIleHHOE OIHMM Hiu Ooliee Ro;

Kaxabelii Ry HezaBucuMo B KaxaoM cirydae Beiopa u3 D, (C-Cg)ankuna, (C;-Cq)ankokcu, (Cs;-Cg)rukino-
AJIKWIa, rajJoreHa, apuia, OH, CN, C(O)R](), C(O)NRI()R“, NRIQC(O)R“, NR]()R“, S(O)quo, S(O)qNRloR“,
NR4S(O)¢R11, oxco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN nmu O-rerepoapuna, riae
AJKWI, apwil U IUKIOATKAI Heo0sA3aTeIhbHO 3aMelleHbl OJHUM WU 0ojiee 3aMECTHTENSIMH, HE3aBUCHMO BBI-
opanaeiMun 13 (C;-Cy)ankmma, (C;-Cglankokcu, (C,-Cq)ramoreHankuna, ranoreHa, apwia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

nik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nim 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEIHUX aToMax yriepoja, o0pa3yloT TeTepoapriibHOE KOJIBIIO;
nnm 1Ba Ry COBMECTHO, KOTJIa HAXOASATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOe
KOJIBIIO;

kaxaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmienapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuia, (Co-Cy)alKuiIeHTeTepOIUKIIIA,
(Cyp-Cy)ankunenrerepoapuina win CN, rae aikui, ajJKeHWI, aJKWHWI, aJIKWICH, HUKIOATKUI, TeTepOLUKINII,
apwi U reTepoapui HeoOA3aTeILHO 3aMEIICHBI OJHUM WU 00JIee 3aMECTUTEIISIMH, HE3aBUCUMO BBHIOPAHHBIMU U3
(Cy-Cg)anxuna, (C;-Cq)ankokcu, (C;-Cy)ramorenankuna, (C;-Cq)ranorenankokcu, (C;-Cg)Iuknoankumia, reTepo-
uukiina, apuna, S(0)4(C-Cs)ankuna, S(O)gNR 4R s, NR 4R 5, NR14C(O)R 5, ranorena, OH umu CN;

nii Rjp 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM HITH
Oonee 3amecTHTENSIMU, BBIOpaHHBEIME 13 0Kkco, C(O)(C,-C;) ankmma umu NR 4NRs;

Kaxaelid R, He3aBuCcHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cq)ankuna, (C;-Cq)ankokcu, (C,-Cg)rano-
reHankmna, (Cs;-Cg)umkmoankwia, apuia, rerepoapwna, O-apuma, O-rerepoapuia, O-rerepormkimia, O-(Cs-
Cg)HI/IKﬂoaHKI/IHa, S(O)qu(), (CHz)pC(O)ORIQ, C(O)NR14R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR4C(O)OR, NR4SOgR 9, NR4COR, ranorena, -P(O)((C;-Cs)ankun),, -P(O)(apun),, SiMes, SFs unu OH,
TJIe aJIKWJI, apwil, TeTSPOApIIL, TETSPOLMKIIIII M IUKIOAIKHII He00s3aTeIEHO 3aMEIICHBI OTHUM Win Ooee Rs;

Kaxaplii R;; HesaBucuMo B kaxkaoMm cimydae BeiOpaH u3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C-Cg)ankokcu, ranoreHa, (C;-Cg)ranorenankokcu, (C;-Cq)ruapoKCHaIKUIA, TETECPOIMKINIA, T'eTepOapuia,
apuna, ORy;, C(O)Ry4, C(O)NR4Ris, NRyyR;s5, S(O)qR14, NR4S(O)¢Ris, S(O)(NR4Rys, NRi;C(O)NR 4R,
NR4C(O)OR s, -P(O)((C;-Cg)ankuin),, P(O)(apmi),, -SiMe;, SFs unmu CN, T1e anKwl, IUKITOATKHI, apuil, TeTe-
POLMKJIMI W TeTepoapui 3aMeIIeHbl OJHUM WKW OoJiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HAaXOIATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlrKINIbHOEe
KOJIBIIO, HEOOSM3aTeIbHO 3aMeIIeHHOe OTHUM HIIn Oosee Rq; wim nBa R;3 coBMecTHO, KOrma HaXOAsITCsS Ha CO-
CEIHUX aTOMaX yriiepoia, 00pa3yIoT reTepoapiibHOS KOJBIO, HE00A3aTEIIFHO 3aMEIICHHOE OHUM WK Oolee
R¢; mm mBa Ri3; COBMECTHO, KOTJ]a HAXOATCS Ha COCEIHUX aTOMax yriepoja, 00pa3yrT CIHPOTEeTEPOIHKIIIIL,
Heo0s3aTeIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)ankuieHapmna,
(Cyp-Cy)ankunenrerepoapuina win CN, rae aikui, ajJKeHWI, aJKWHWI, aJIKWICH, HUKIOATKUI, TeTepOLUKINII,
apwiI ¥ TeTepoapril HeoOsM3aTeIbHO 3aMeIIeHBI OJTHUM M OoJiee R 4;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEIhbHO 3aMEIICHHOE OTHUM FUTH
ooiee Ryg;

KaXIbli R ¢ HE3aBUCHMO B KaxaoM ciaydae BeiOpaH u3 D, (Ci-Cg)amkuna, (C,-Cy)ankenmna, (C,-Ce)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankokcu, (C,-Cq)ranorenankokcu, C(O)(C,-Cs)ankmna, NHC(O)(C,-Cy)ain-
Kuiia, CN, CH2CN, CR10R11NR10R11, OKCO, NR]()R”, S(O)q(CI-CG)aHKI/IHa, C(O)NR]()RH, S(O)qNRI()R]],
NRIQC(O)RI()R“, NRIQC(O)NRIQR“ HIIn OH,

win 1Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToOMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CIHUPOreTePOIUKIHILHOES
KOJIBIIO;

Kaxablii Ry; 1 Ry He3aBrCHMO B KaxoM cirydae npeactasiseT coboit H mmm (C-Cg)ankmr;

Ry HesaBucmMo B kaxkmoMm ciydae mpencraBiasger coboit H, D, (Ci-Cylamkmn, (C,-Cg)ankeHmun,
(Cy-Cg)anxunumin, (C;-Cg)ankoxcu, (C,-Cq)ranorenankmi, (C,-Cq)ragorenankokcu, ramoret, CN mwim NR 7R 5;

m pasen 0, 1 umm 2;
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n pasen 0, 1, 2 wiu 3;

ppasen 0, | umu 2; u

Kaxpli  paseH 0, 1 vm 2.

Jpyroi#l aceKkT HaCTOAMIEro M300PETEHH OTHOCHUTCS K CIIOCO0Y JIedeHHs 3a00JIeBaHUs MIIH HAPYIICHUS,
cBs3aHHoOTO ¢ Monyssinueld USP7. Yka3zaHHBINH cioco0 BKITIOYAET BBEICHUE MAIIUCHTY, HYKIAIONIEMyCs B Jieue-
HUW 3a00JIeBaHUI WM HApYIICHUH, CBA3aHHBIX ¢ Monmynsnueir USP7, addexTuBHOrO KOMMYECTBa COCTUHEHUS
dhopmynel (I) mmu ero papmareBTHUIESCKH PUEMIIEMON COJIH, THApATa, COJbBaTa, MPOJIEKAPCTBa, CTEPEOU30MEPa
W TayToMepa.

JIpyroii acrieKT HacTOSILIEro H300pEeTeHNsI OTHOCUTCS K crtoco0y nHruduposanust USP7. Ykazausslil cno-
co0 BKJIFOUACT BBEJICHHUE MAIUCHTY, HYKAAIOMEMYCS B 3TOM, 3(P(PEKTUBHOTO KOJHUUCCTBA COCTUHCHUS (DOPMYJIBI
(I) wmu ero (hapManeBTHYCCKU MPUEMIIEMON COJIH, THIPATa, COJMbBATA, MPOJICKAPCTBA, CTEPEOU30Mepa MU Tay-
TOMEpa.

JIpyroii acrekT HacTOSIIETro M300pEeTEeHHs OTHOCUTCS K CIIOCO0y JICUCHHsI PakoBOTO 3a0osieBaHUs. YKa-
3aHHBIHA CIIOCOO BKIIOYAET BBEICHHUE MAIMCHTY, HYKIAOIEMYCS B 3TOM, d3(PPEKTHBHOTO KOJIMYECTBA COCIHUHE-
Hust popmynsl (I) wiu ero apmaneBTHUECKNA MPUEMIIEMON COJH, THIpATa, CONbBaTa, MPOJIEKAPCTBA, CTEPEO-
n30Mepa Wi TayToMepa.

Jpyroii acmieKT HaCTOSIIEro H300PETEHNST OTHOCHTCS K CIIOCOOY JIeueHus] HepoJereHepaTuBHOTO 3aboure-
BaHUs. YKa3aHHBIN CIIOCO0 BKJIIOYACT BBEICHIE MAIMEHTY, HYKIAIOMIEeMycs B 3TOM, 3((peKTHBHOTO KoMnIecTBa
coenuHeHust Gopmynsl (I) win ero dapmaneBTHUIESCKH MPUEMIIEMOH COJIM, THApATa, COJIbBATa, MPOJICKAPCTBA,
cTepeon3oMepa Wil TayToMepa.

Jpyroii acrieKT HACTOSIIEro U300PETEHUsI OTHOCUTCS K CIIOCO0Y JICUCHUS] BUPYCHON WH(EKIMH WK 3a00-
JieBaHUA. YKa3aHHBIN CIIOCOO BKIIFOUACT BBEJCHUC MAIUCHTY, HYKIAIOMIEMYCS B 3TOM, 3()()EKTUBHOTO KOJIHYC-
ctBa coenuHeHus Gopmysl (1) wium ero gapmareBTHIECKU MPUEMIIEMO COJIM, TUApATa, COJIbBATA, MPOJICKAPCT-
Ba, CTEPEOM30MEPa UK TayTOMepa.

Jpyroii aceKkT HaCTOSAIIETO U300PETCHHS OTHOCUTCS K CIIOCOOY JICUCHHS BOCIIAIUTEILHOTO 3a00JICBaHUS
WA COCTOSIHHA. YKa3aHHBIA CITOCOO BKIIIOYACT BBEACHUE MAIMEHTY, HYXAAIOMIEMYCS B 3TOM, 3(p(HEKTHBHOTO
KonmuecTBa coeauHeHus Gpopmyiinl (I) wim ero dhapmareBTHIECKH TPUEMIIEMON COJH, THApaTa, COIbBAaTa, MPo-
JIEKapCTBa, CTEpEOn30Mepa Wil TayToMepa.

Jpyroii actieKT HaCTOSIIEr0 H300PETEHNST OTHOCHTCS K CIIOCO0Y CTUMYJIHMPOBAHUS OCTAHOBKH KIICTOYHOTO
IIMKJIA, allONITO3a B OIMYXOJIEBBIX KIIETKaX W/WJIM YCHWJICHHUS OIMyXoJlecenn(puaeckoro T-KIETOYHOTO UMMYHHUTE-
Ta. YKa3aHHBIA CcIT0co0 BKITIOYAET MPHUBEACHHE KIETOK B KOHTAKT C 3(P(PEeKTUBHBIM KOIHYECTBOM COCIWHEHHS
dhopmynst (1) mm ero hapManeBTHYCCKH TPUSMIIEMOH COJIH, THIPATa, CONbBATa, MPOJICKapCTBa, CTEPEON30MEepa
WK TayToMepa.

Jpyroii acmekT HAacTOSAIIETO U300PETCHHS OTHOCUTCS K (hapMaIleBTUYECKUM KOMITO3HIIASAM, COJICPIKAIIUM
coequHeHue Gopmyisl (1) wiu ero papMaleBTHIECKH MPUEMIICMYIO COJIb, THAPAT, COJBBAT, MPOJICKAPCTBO, CTE-
peou3oMep WM TayTOMEp, a TaKkke (hapMaleBTHICCKH MPUEMIIEMBIA HOCHTENb. YKa3aHHBIN (hapMaleBTHICCKH
MPUEMIIEMBIA HOCHUTEIh MOXET JOMOJHHUTEIBHO BKJIIOYATh BCIIOMOTATEIEHOE BEIIECTBO, Pa30aBUTEINh WK TO-
BEPXHOCTHO-aKTHBHOE BEIIECTBO.

Jlpyroii acieKT HAaCTOSIIEro N300pETEHUSI OTHOCHUTCS K coenuHeHuto Gpopmyisl (I) nnm ero dapmaneBTu-
YEeCKH IPUEMIIEMOH COJIH, THAPATY, COIbBATY, IPOJIEKAPCTBY, CTEPEON3OMEPY HIIH TAyTOMEpPY AJIS IPUMEHEHHS
JUTS TIOJY9ICHHUS JIEKaPCTBEHHOTO CPEACTBA UL JICUCHHS 3a00JIeBaHNs, CBI3aHHOTO ¢ HHrHOnpoBanmem USP7.

Jlpyroii actieKT HACTOSIIETO W300pETEHUSI OTHOCUTCS K TPUMEHEHUIo0 coenuHeHus ¢hopmynsl (1) wim ero
(hapMareBTHYCCKH PUEMIICMOMN COJIM, THIpPAaTa, COJbBATa, MPOJIEKAPCTBA, CTEPEOU30MEpa IITU TayToMepa s
JieueHUs 3a00JICBaHMUs, CBSI3aHHOTO ¢ MHruoupoBanuem USP7.

B HacTosmieM u300peTeHNH JOMOTHUTENBHO MPEIIOKEHBI CIIOCOOKI JIcUueHHs 3a00JIeBaHUS WIH HapyIIe-
HUS, CBsi3aHHOTO ¢ Moxyisuued USP7, Bkiltowast pak M MeTacTa3MpOBaHUE, HEHpPOJACreHEepaTUBHBIC 3a00JcBa-
HUSI, IMMYHOJIOTHYCCKUE HAPYIICHUs, THa0eT, 3a00JIeBaHUs KOCTEH U CYyCTaBOB, OCTEOMOPO3, apTPUTHBIC BOC-
MAUTEIBHBIC HAPYIICHUS, CEPACYHO-COCYANCTHIC 3a00JICBaHUS, HIICMHYCCKHE 3a00JICBaHUS, BUPYCHBIC HH-
(dhexnum u 3a0oneBaHusl, HHPEKIIMOHHOCTh W/MIIU JATEHTHOCTh BUpPYCa, a TakXke OakTepuaabHble HH)EKITNH U
3a0o0JeBaHMs, IPUUEM YKa3aHHBIE CIOCOOBI BKIIOYAIOT BBEJCHHE MALMEHTY, CTPaJarolieMy 0 MEHbBIICH Mepe
OT OJTHOTO M3 YKa3aHHBIX 3a00JIEBAaHUI WM HapylleHuH, coequHerus Gopmynsl (1) nim ero dpapMamneBTHIECKH
TIPUEMIIEMOH COJIH, TUpATa, COIbBATA, MPOJEKAPCTBA, CTEPEON30MEpa HIIH TAyTOMEpa.

B nacrosem nzobpeTeHun npeiokensl nHruonTopsl USP7, sBistomuecs TepaneBTHICCKUMH areHTaMu
JUTS JiedeHus 3a00JIeBaHUN, TAKMX KaK Pak ¥ METaCTa3MpOBaHUE, HEHpOIereHepaTUBHBIE 3a00IeBaHUs, IMMYHO-
JIOTHYECKUE HAPYIICHUs, AUa0eT, 3a00IeBaHUs KOCTEH M CyCTaBOB, OCTEOIOPO3, APTPUTHBIC BOCIIAIUTEIBHBIC
HApYIICHHS, CePICYHO-COCYAUCTHIC 3a00JICBaHMUs, UIIIEMUYECKUEC 3a00JICBaH s, BUPYCHBIC HHPEKITUHN U 3a00J1e-
BaHUs, MHPCKIIMOHHOCTh W/WJIH JIATCHTHOCTh BUPYCa, a TaKXkKe OakTepuaibHble HHGEKINU 1 3a00IeBaHus.

B HacTosmieM M300peTEHUM TOMOJHUTEIHHO MPEATOKCHBI COCAMHCHHUS W KOMIO3HMIUU C YIYYIICHHON
3(h(HeKTUBHOCTBIO M MpoduiieM 0E30IMaCHOCTH M0 CPABHEHUIO ¢ M3BecTHBIMU MHTHOUTOpamu USP7. B Hacros-
ieM U300pPETEHUH TaKKe TPEIIOKCHBI arcHTH ¢ HOBBIMH MEXaHU3MaMH JICHCTBHS B OTHOIICHUU (PEPMEHTOB
USP7 st nedeHus pa3TuIHBIX THITOB 3a00JIeBaHNH, BKITIOUAs PaK U METacTa3UpOBaHUE, HEUpOIeTeHepaTUBHBIC
3a00JeBaHNs, IMMYHOJIOTHIECKHE HApYIICHUs, AuadeT, 3a00eBaHNs KOCTEH U CyCTaBOB, OCTEOINOPO3, apTPHUT-
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HbIE BOCTIAJINTEIIbHBIC HAPYILICHNUS, CEPJCYHO-COCYJUCThIE 3a00IeBaHMsI, HIIIEMIYECKHE 3a00JIeBaHMsI, BUPYCHBIE
nHpeKIMK 1 3a005IeBaHUs, THPEKINOHHOCTh W/WJIH JIATCHTHOCTh BUpPYCA, a TakXke OakTepruaibHble HHPEKINU 1
3aboneBanns. [1o cymecTBy, Ui MEIUIMHCKOTO COOOIIECTBA B HACTOSIIEM H300pETECHHH INPENIoKeHa HOBas
(hapmakosornyecKas CTpaTerssi JIeUeHUs 3a00JIeBaHN WIIM HAPYIICHUH, CBA3aHHBIX ¢ epmeHTamu USP7.
IMoapo6Hoe onucanne 300peTeHnst

H3ob6peTenne OTHOCUTCS K COSIMHEHMSAM U KOMITO3UIMAM, KOTOPBIE CITIOCOOHBI HHTHOMPOBATH aKTUBHOCTH
USP7. B Hacrosmiee n300peTeHre BKIFOUEHBI CIIOCOOBI JISUSHHS, TIPEIOTBPAIICHHS WIH 00JeTdeHus 3a001eBa-
HUS WIH HApYIICHUS, IPU KOTOPOM HUTpaeT HeKoTopyto ponb USP7, myTeM BBeIeHHS MalMEHTY, HyKIAIOMIEMy-
s B 9TOM, 3 PEeKTUBHOTO KoJIYecTBa coequueHnst popmyisl (1) mimm ero GpapmarneBTHUECKH MPUEMIIEMOH COJH,
THIpaTa, CoNbBaTa, MPOJIeKapcTBa, CTepeon3oMepa Wi TayroMepa. CrocoObl coriacHO HacToseMy u3o0pere-
HUIO MOJXOJSIT JJIsl IpUMEHEHU B sieueHnn psaga USP7-3aBucuMbIX 3a001€BaHNH U HAPYILICHUH ITyTeM HHTHOU-
poBanwust aktiBHOCTH (pepmenToB USP7. MHrnbuposanue USP7 obecrieunBaeT HOBBIN MOAXOA K JICUCHHIO, TIpe-
JOTBPAILECHUIO WK 00JIeTYeHUI0 3a00JIeBaHI, BKIIOYast, HO HE OTPAaHWYMBAsICh UMH, paK M METacTa3MpOBaHME,
Helpo/iereHepaTUBHbIE 3a00JI€BaHMsI, IMMYHOJIOTHYECKHE HAPYIIECHUS, OCTEONOPO3, apTPUTHBIE BOCHAIUTEIb-
HBIE HapyIICHUs, CEpPACYHO-COCYIAHNCTHIC 3a00NIeBaHMA, WIIEMHYCCKHE 3a00JieBaHUs, BHPYCHBIC MH(MEKIUH U
3a00IeBaHMs, a TAKKE OaKTepHaTbHbIe HHOEKIMH U 3a00JIeBaHusI.

CorJiacHO MepBOMY acleKTy HACTOSIIEr0 H300peTeHMs OMmMcanbl coennHeHus popmyisr (1)

o] R
Re Rex|” Ry (Ro)m
) N ﬁ
XZ\ | ) N\ /RZ
A N n ﬁ1

h ° W,

1 UX (apMareBTUYCCKH MPUEMIIEMBIC COJIU, THAPATHI, COJIBBATHI, MPOJICKAPCTBA, CTCPEON30OMEPHI U TayTO-
MepHl, B KOTOPBIX m, n, X;, X,, R|-Rs, Rs 1 Rg Takue, kak onucano Bbille B HACTOSIIEM JOKYMEHTE.

JleTanu HacTOSIIEr0 M300PETEHUS U3JIOKCHBI HIKE B MPHIJIAaracMoM OMUcaHuu. HecMOTpst Ha TO 4TO mpu
OCYIIIECTBIICHUY WJIM TECTUPOBAHUU HACTOSIIETO M300PETEHHSI MOTYT OBITh MCIIOJIh30BaHBI METOIBI M MaTepHa-
JIBI, CXOHBIE WIA YKBHBAJIEHTHBIC OTIICAHHBIM B HACTOSIIIEM JOKYMEHTE, 1ajiee OMMUCaHbl METOIbI K MaTEPHAIIBI,
SIBIISTFOIIIAECS WIUTFOCTPATUBHBIMU. J[pyrue nmpu3Haku, 00bEKTH M MPEUMYIIEeCTBa HACTOSIIETO N300peTeHus Oy-
JIyT OYEBUIHBI U3 HACTOSIIETO OMMCAaHUA U (GopMynsl n300peTeHns. B onrcanny n300peTeHNs U MpHIaracMon
(dhopmyie n3o0pereHuss GOPMBI €TUHCTBEHHOTO YUCIIA TAKXKE BKIIOYAIOT MHOXKECTBEHHOE YHCIIO, €CIIM U3 KOH-
TEKCTa SIBHO He cienyeT nHoe. Eciii He yka3aHo WHOe, Bce TEXHUUECKHE W HAYYHBIE TEPMHHBI, UCIIOJIb3yEeMbIE B
HACTOSIIEM JOKYMCHTE, HMCIOT TAaKOE K€ 3HAYCHHUE, KaK U OOBIYHO MOHUMAECMOE CHCIHAIMCTOM C OOBIYHOMN
KkBanudukanuedl B 00IacTH, K KOTOPOW MPHUHAIC)KUT HACTOsIIIee H300peTeHne. Bee maTeHThl U myOmuKanmy,
UTHPYEMBIC B HACTOSIIIEM OIMCAHHH, BKIIFOUCHBI B HETO TIOCPEICTBOM CCHUIKH BO BCEH MOJHOTE.

OrnpeneneHus.

Heompenenennpie pOpMBI €TUHCTBEHHOT'O YHCIA B HACTOAIIEM H300pPETEHUH UCTIONB30BaHBI I YKa3aHHS
Ha OJIMH WU OoJiee YeM OJUH (T.€. IO MCHBIICH Mepe OJIFH) TPAMMATHUCCKUI 00BEKT TaKo# (OPMEL.

Hampumep, "snement" 0003HadaeT OUH dJIEMEHT WK 00Jiee YeM OJHH JJIEMEHT.

TepmuH "u/unu" B HACTOSIIEM W300pETEHUH UCTIOIB30BaH s 0003HaueHus "u" win "', eciiu He yKa-
3aHO WHOE.

[TornMaroT, 9To TepMHUH "HE0O0A3aTETHHO 3aMEIICHHBIN" 0003HAYaET, UTO JAaHHBIM XUMUYIECKU (pparMeHT
(Hampumep, aTKUIbHAS TPYMIAa) MOKeT (HO HEOoOs3aTeNbHO) OBITh CBSA3aH C IPYTUMH 3aMECTUTEISIMU (HATIPH-
Mep, reTepoaTomamu). HampumMep, alnKuiIbHas TPYIIA, ABISIOMAsACS HeoOs3aTebHO 3aMEIICHHON, MOXKET MpeI-
CTaBIIATH COOOM MOTHOCTHIO HACBHIIICHHYIO alKWIBHYIO TIeTIb (T.€. YHCTHIN yriieBoIopon). B kadecTBe ampTepHa-
THUBBI, T4 K¢ HE00A3aTEIFHO 3aMCIICHHAS AlIKWIbHAS TPYIIa MOXKET COJACPKATH 3aMECTUTEIH, HE SBIISIONIUCCS
BooponoM. Hampumep, oHa MOKET OBITH B JIFOOOM MeCTE TIO XOJAY IICTIH CBsi3aHa C aTOMOM TaJIOreHa, THAPO-
KCHJIBHOW TPYIIIIOH WM JIFOOBIM IPYTHM 3aMECTUTEINIEM, ONMCAHHBIM B HACTOSIIEM TOKyMeHTe. Takum oOpa3oM,
TepMHUH "HE00A3aTENFHO 3aMEIICHHBIN" 03HAYAeT, YTO JAHHBIH XUMUYECKUAN (ParMCHT MOTCHIIMATHLHO MOMKET
colepkath Ipyrue (yHKIIMOHAIbHBIE TPYIIBI, HO HEe 00s3aTebHO COACPKUT KaKHe-THOO IOTOJHUTEIhHBIS
(dbyHKIIMOHANBHBIC TPYyTIEL. [Toaxoasdiue 3aMeCTHTENH, UCTIONb3yeMbIe JIJIsl HEOOsI3aTEIPHOTO 3aMEIICHUS OTIH-
CaHHBIX TPYIII, BKIIOYAIOT, 0e3 orpaHuueHus, rajored, okco, OH, CN, -COOH, -CH,CN, -O-(C,-Ce)ankmui,
(Cy-Cg)anxun, C,-Cg-anmxoxcu, C-Cg-ranorenankmi, C,-Cg-ranorenankokc, -O-(C,-Cy)ankenm, -O-(C,-Cg)an-
kuaw,  (Cy-Cylamkenmn, (C,-Cylankunamn, OH, -OP(O)(OH),, -OC(O)(C,-Cg)ankmn, -C(O)(C;-Cs)amku,
-OC(0)O(C-Cg)anxun, NH,, NH((C;-Cg)amkmn), N((C,-Cq)anmkmi),, -NHC(O)(C,-Cq)amkun, -C(O)NH(C;-Cq)ain-
kw1, -S(0),(Cy-Cg)ankm, -S(O)NH(C;-Cy)amkmn u S(O)N((C;-Cy)ankui),. YKa3aHHbIC 3aMECTUTEIIH TAKKE MO-
TyT OBITH B CBOIO OUYepeb Heo0A3aTeIbHO 3aMelIeHbl. "Heo0s3aTenbHO 3aMeIICHHBINA" B KOHTEKCTE HACTOSIIIECTO
JIOKYMEHTa TaK)Ke OTHOCHUTCS K 3aMEIICHHOMY WJIM HE3aMCIICHHOMY, 3HAUCHHE KOTOPBIX OMMUCAHO HUXKE.

B KkoHTeKcTe HACTOAIIETO AOKYMEHTa TEPMHH '"3aMEIICHHBIH" 0003HAayYaeT, YTO yKa3aHHAas TPYINa WIH
(hparMeHT COICPKUT OJIUH WK 00JIee MOIXOAAIINX 3aMECTUTEIICH, TPUYeM YKa3aHHBIC 3aMECTUTEITH MOTYT CBSI-
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3BIBAThCA C YKa3aHHOUN Tpynmnod win (parMeHTOM IO OJHOMY Wid Oojee mojoxeHusM. Hampumep, apui, 3a-
MEIICHHBIN MUKIOAIKIIIOM, MOXET 0003HA4aTh, YTO YKA3aHHBIH IUKIOAJIKUI CBI3BIBACTCS C OJHHM aTOMOM
apwia MOCPEACTBOM XUMHUYECKOW CBS3H I MOCPEICTBOM KOHICHCAIIMU C apyjIOM U pa3feleHUs OBYX WK 00-
yiee OOIMINX aTOMOB.

B KOHTEKCTE HACTOSAIIETO NTOKYMEHTa TepMUH 'He3aMelleHHbIH" 0003HaYaeT, yTO yKa3aHHas Ipymmna He
COACPKUT 3aMECTHUTEIECH.

Ecnm koHKpeTHO HE yKa3aHO MHOE, TePMHUH "apwil" OTHOCHUTCS K IMUKIUIECKHUM, apOMATHUECKAM YTIIEBO-
JOPOITHBIM TPyYIIIaM, KOTOpPBIE coepkaT 1-3 apoMaTHUECKUX KOJbIIA, BKIIOYAast MOHOIUKIMYECKUE MIIH OMITNK-
JMYECKUE TPYIIBI, TAKKE Kak (eHmI, OudpeHmn wim HaQTuia. B ciiyuae Hamuuus ABYX apOMaTHYECKHX KOJCIl
(OWUIUKITMYIECKUX | T.JI.), YKa3aHHBIC apOMATHUCCKUE KOJbIIA apWILHOW TPYIITBI MOTYT OBITh COCAMHEHBI B OJI-
HOM TIOJIOKEHUH (HampumMep, OudeHT) Wi KOHACHCUPOBaHKI (HampuMep, HaQTwi). ApUiIbHas TPYIa MOXKET
OBITh HEOOSI3aTEIBHO 3aMEIICHA OJHUM WK 0OJiee 3aMECTUTEISIMH, HampuMmep 1-5 3aMecTurensMu, B THOOOM
MecTe mnpucoenuHeHus. [IpuMepsl 3aMecTHTeNell BKIIOYAIOT, HO HE OTpaHMYMBAIOTCS WMH, -H, -rajores,
-O-(C;-Cy)amkmi, (C;-Cy)amkmn, -O-(Cy-Cy) ankenmn, -O-(C,-Cglankunamn, (C,-Cy)ankenmn, (C,-Cq)amkuHu,
-OH, -OP(O)(OH),, -OC(O)(Ci-C¢) amkmm, -C(O)(C,-Cq) anxmm, -OC(O)O(C;-Cq)amxkmm, NH,, NH((C,;-
Co)ankmi), N((C;-Cg)ankumn),, -S(0),-(C-Cg)ankum, -S(O)NH(C,-Cg)ankun u S(O)N((C;-Ce)ankmi),. YKazaH-
HBIE 3aMECTHTENH TaKXXe MOTYT OBITH B CBOIO OYepe[b HEOoOs3aTelNbHO 3aMelieHbl. boyee Toro, mpm HamU4uu
JIBYX KOHJCHCHUPOBAHHBIX KOJEIl apWIbHBIE TPYIIBI, ONpEIeIeHHbIC B HACTOSIIEM IOKYMEHTE, MOTYT COJACp-
JKaTh HEHACHIIIEHHOE WM YaCTHYHO HACHIIIEHHOE KOJIIIO, KOHACHCHPOBAHHOE C TIOJHOCTHIO HACBHIIICHHBIM
KoutbIioM. [TpuMepsl crcTeM KOJIeI] TAKUX apHiIBHBIX TPYII BKIIOYAIOT, HO HE OTPaHHUYMBAIOTCS WUMH, (HEHWII,
oudennn, HadTun, aHTpaneHwI, GeHaneHwI, GpeHaHTPEeHWS, WHIAHWI, UHICHWI, TeTparuapoHadTaJeHuI, TeT-
paruznpoOeH30aHHYJICHIIT U ITOJJOOHBIE.

Ecimm kOHKpEeTHO HE yKa3aHO WHOE, "TeTepoapil’ 0003HaUYacT MOHOBAICHTHBIH MOHOIMKIMYCCKUH apoMa-
TUYECKUHN paJuKal, coiepxamui 5-24 aToMOB B KOJIbLIE, WU MOJUIUKINYECKUI apoMaTHUEeCKHIl paiuKa, co-
JICp KAl OJJUH WK 00Jiee TeTepPOaTOMOB B KOJIBIIE, BRIOpaHHBIX 13 N, O wiu S, Ipu 3TOM OCTaJIbHBIC ATOMBI
KOJIbIIa TipeacTaBisIoT coboit C. I'eTepoapuii, onpeeIeHHbIN B HACTOSIIEM JTOKYMEHTe, Takxke 0003HadaeT Ou-
MUKITUIECKYI0 TeTePOapOMaTHIECKYIO TPYIIIY, B KOTOPOH retepoaToM BeIOpaH u3 N, O unu S. ApoMaTHdecKuit
panukaiz HeoOsM3aTeTFHO HE3aBHCHMO 3aMeEIIeH OTHUM K OoJiee 3aMECTHTESIMH, ONMTUCAHHBIMU B HACTOAIIEM
nokymenre. [IpuMepsl BKITIOYArOT, HO HE OTPaHUYUBAIOTCS UMH, QYPIII, THCHWI, IIUPPOIII, MTUPUIHI, THPA30-
JIJT, THPUMHIUHII, UMHIA30JIIII, W30KCA30JIIII, OKCA30JIMII, OKCAIHa30IHil, TTHPA3HHMUI, HHIOIII, THO(DEeH-2-
W1, XWHOJIJ, OCH30MHpaHWI, M30THA30JIMJ, THA30JIWJ, THAAWA30J1, WHAA30J, OCH3UMUAA30JWI, THEHO[3,2-
b]rroden, Tpuazomwi, TpuazuHui, uMuaasoll,2-bluupazommn, Gypo[2,3-cmupunuani, nmunasoll,2-ajuupu-
JUHUI, UHIA30JWI, TUppoiao[2,3-clnupuaunni, nuppoio|3,2-clnupuauHui, nupasono|3,4-c]lnupuiusu, Tue-
HO[3,2-c|mupunuHui, TUeHO[2,3-c|mupuanHami, THeHo[2,3-b|mupuauHuiI, OCH30THA30IMI, WHIOIWI, WHIOJIH-
HUJI, HHAOJHHOHWI, JUTHIPOOCH30THOGEHI, TUTHAPOOeH30(hypaHmi, OeH30(ypaH, XPOMaHII, THOXPOMAHWII,
TETPATUAPOXUHOIMHWI, TUTHAPOOCH30THA3UH, JUTHAPOOCH30KCAHWI, XWHOJHHWJI, W30XHHONUHIWI, 1,6-
HaQTHPUIUHII, OeH30[ne]n3oxunonuamwi, mupuno[4,3-b][1,6]nadTupunuumn, TreHo[2,3-b|nupa3suHuI, XUHA-
30muHWI, TeTpazono|1,5-almupuauann, [1,2,4]tpuazono[4,3-aJmupuanHuiI, U30WHIOINI, TUppoIo[2,3-b]mmpu-
IuHWI, Tuppoio[3,4-b]mupunuaun, mupposio[3,2-b|mupuanHni, wUMUAa3o[S,4-b]mupuanani, nuppoo[l,2-
a]IMpUMUAMHEI, TeTparuaporuppoo| 1,2-almupumuausmn, 3,4-muruapo-2H-127-mappomno[2,1-b]mupumuus,
muoen3o[b,d] Twoden, mupumuH-2-oH, Gypo[3,2-c|jmupuaunmwi, G¢ypo[2,3-cJmupunuamwt, 1H-mupumo [3.,4-
b][1,4]tnazuamn, 6eH300Kcazomma, OeH3zom3okcazonma, Gypo[2,3-blmupuauamn, 6enzotrnodenun, 1,5-madTn-
puguann, Gypo[3,2-bjmupuann, [1,2,4]rpuazomno[1,5-a]mupuauann, Oenso[1,2,3]rpuazonwt, wuMumpasoll,2-
almupumuauami, [1,2,4]tpuaszono[4,3-blmupunasuamn,  6enso[c][1,2,5]tnagnazommn, 6enszo[c][1,2,5]okca-
muazon, 1,3-purunpo-2H-6en3o[d]umunason-2-onH, 3,4-nurunpo-2H-nupaszono [1,5-b][1,2]Jokcasunmn, 4,5,6,7-
TeTparuaponupaszono[ 1,5-ajmupunuaun, THazono[S,4-d]Trazommn, wmunaszol2,1-b][1,3,4]tnaguazonun, TuHe-
HO[2,3-b]mupponun, 3H-uamonun n ux npousBoausle. bonee Toro, npyu HanMYMU ABYX KOH/ICHCHPOBAHHBIX KO-
JIel], reTepoapuiibHbIEe TPYIIIbI, ONPEIEICHHBIE B HACTOSIIEM TOKYMEHTE, MOTYT COJEpKaTh HEHACHIIIIEHHOE WIH
YAaCTHUYHO HACBIIIEHHOE KOJbIO, KOHICHCUPOBAHHOE C MOJHOCTHIO HACHIMIEHHBIM KoJbLOM. [IpumMepsl cuctem
KOJICI] TAKHX TeTePOAPHIIBHBIX TPYII BKIFOYAIOT WHIOIUHII, WHIOJIUHOHWI, JUTHIPOOCH30THO(DCHUI, JTUTHI-
pobeH3odypaH, XpOMaHWI, THOXPOMAaHWI, TETPArHAPOXHHOJWHWI, IUTHApoOeH30THasuH, 3,4-muruapo-1H-
M30XHHOJIMHMI, 2,3-Turuapooer3odypan, WHAOTUHIII, MHIOIHI U TATHIAPOOSH30KCAHHIT.

T"amoren oTHOCHUTCSI K PTOPY, XJIOPY, OpOMY HITH HOY.

AJIKMJT OTHOCHTCS K HAaCHIIIEHHOMY YTIEBOAOPOAY C MPSMOM WM Pa3BETBICHHON LIEMBIO, COAEpIKaIIeMy
1-12 atomoB yriepona. [Tpumepst (C;-Cg)ankuapHOM TPYNIBI BKIIOYAIOT, HO HE OTPaHUIMBAIOTCS UMH, METHII,
STHII, TPONUI, OyTHII, IEHTH, TEKCUII, U30MPOIIII, U300YTHII, BTOP-OYTHII, TPET-OYTHII, U30MCHTHII, HEOTICHTII
U U30TEeKCHIL.

"ANKoKcH" OTHOCHTCS K HACBHIIIEHHOMY YIJIEBOJOPOIY C NMPSIMOM WM Pa3BETBICHHON ILENbIO, COAEpXKaA-
memy 1-12 aTomoB yriepozaa u koneunslid "O" B nerny, T.e. -O(ankwi). [IpuMeps! alkoKCUTpyI BKIIIOYAIOT, 0€3
OTPaHUYCHUS, TPYIIITBI METOKCH, 3TOKCH, IPOMOKCH, OYTOKCH, TPET-OYTOKCH HIIH MIEHTOKCH.

"AnkeHu1" OTHOCHUTCS K HEHACBHIIEHHOMY YIJIEBOJOPOAY C MPSIMOI MIIM Pa3BETBICHHOH IIETBIO, COIEp-
KareMmy 2-12 aToMoB yriiepona. "AJKeHWIbHAA" TPYIa COMEPKUT B IETH M0 MEHBIIEH Mepe OTHYy ABOWHYIO
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CBs3b. J|BOITHAS CBSI3b ATKCHHUIBHOMN IPYIITEI MOXET OBITh HEKOHBIOTMPOBAHHOW WJIM KOHBTHPOBAHHOW C APYTOM
HCHACBIIMICHHON Tpynmoii. [IpuMepsl alKeHWIBHBIX TPYI BKIIIOYAIOT STCHW, POIICHWI, H-OYTCHII, N300yTe-
HUJI, ICHTEHUT WIIN TeKCEHWI. AJIKCHUIIbHAS TPYIIa MOXET OBITh He3aMEIIeHHON WM 3aMeIIeHHON. AJKeHWUI,
OTIpeNIeICHHBIN B HACTOAIIEM JOKYMEHTE, MOXKET UMETh NMPSAMYIO WM Pa3BETBICHHYIO IICTIb.

"ATKAHWI" OTHOCUTCS K HEHACHIIIEHHOMY YTJIEBOJAOPOIY C MPSMOHN WM Pa3BETBJICHHOM IIETBIO, COJEP-
Karemy 2-12 atoMoB yriiepoa. "ANKUHWIbHASA" TPYIA COASPKUT B LIEMHU MO MEHBIIEH Mepe OJHY TPOHHYIO
CBA3b. [IpuMephI aNKMHWIBHBIX TPYII BKIIOYAIOT STHHWII, IPONApTwil, H-OyTHHWII, H30-0yTHHII, IEHTUHIIT I
TeKCHHWI. AJIKHHWIBHAS TPYIIIa MOKET OBITh HE3aMEIICHHOW MII 3aMEIEHHO.

Tepmun "ankuiaeH" M "aIKWICHUI" OTHOCUTCS K OMBAaJICHTHOMY JIKWIIBHOMY pajnukainy. Jliobas u3 BbI-
MICYIIOMSHYTHIX MOHOBAJICHTHBIX AJKIIBHBIX TPYII MOXKET CTaTh aJIKWJICHOM MOCPEICTBOM OTIICIUICHUS BTO-
poro aroma BoJopoja OT aikmwia. COrJIacCHO ONpPENENICHUI0, JAHHOMY B HACTOSINEM JOKYMCHTE, alIKAICH TAKKe
MOXKeT TpeAcTaBiiaTh co0oit Ci-Cg-alKuiaeH. AJKWICH TOMONHUTEIBHO MOXKET MpeAcTaBisITh coboit Ci-Cyu-
ankwicH. THWIUYHBIC ANKUICHOBBIC TPYIIBI BKIIOYAIOT, HO He orpanmumBatorcs umu, CH,-, -CH(CHj;)-,
-C(CHs;),-, -CH,CH,-, -CH,CH(CH3;)-, -CH,C(CHj;),-, -CH,CH,CH,_, -CH,CH,CH,CH,- u um moo0HbIe.

"Iukmoankmn" o0003HAYaeT MOHOIMKJIMYECKHWE HACHIMIEHHBIE YTJIEPOIHBIC KOJIbIA, coaepkamue 3-18
aToMOB yrieposa. [IpuMeps! MUKIIOATKWIBHBIX TPYII BKIIOYAIOT, 0€3 OrpaHWYeHUs], TUKIOMPOIIII, HKIO0Y-
THJ, TAKIOTICHTHJI, [IMKJIOTENTAHN, THKIOOKTaHWI, HOpOOpaHui, HOpOOpeHWI, OUIUKIO[2.2.2|OKTaHWI WIIH
OuIuKIo[2.2.2 |OKTeHHMI.

"Hukmoankmiankmw" 0003Ha4aeT MOHOIMKIMIECKHE HACHIIIICHHBIE YIJIEPOIHBIE KOJbIA, COMAepIKaIime 3-
24 aToMoOB yriiepojia, TonoaHuTensHO 3aMemeHHBIX (C-Cq)aNKImIbHBIME TpynaMu. B menom, 1ukIoamkuia-
KWJIBHBIC TPYIIIEI, OIMCAHHBIC B HACTOSIIEM TOKYMEHTE, OTOOPakKaroT CICAYIOMIYIO (OPMYITY
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I7Ie M SBISIETCS HEJBIM 9UCIOM OT | 10 6  n sBisercs menbiM gucioM oT 1 mo 16. LuknoankuibpHOE
KOJIBIIO WUTH KapOOILMKII MOTYT OBITh HE0OS3aTeILHO 3aMEIIeHbI OHUM WJTH 00Jiee 3aMeCTUTENSIMH, HanpuMep 1-
5 3aMeCTHUTENsIMH, B JIFOOOM MECTE IMPUCOCAMHCHHS. YKa3aHHBIC 3aMECTHTENIN TaKKE MOTYT OBITh B CBOKO Oue-
peap HeoOsI3aTeIbHO 3aMeneHEI. [IpruMephl MUKIOANKIIFHBIX TPYII BKIFOYAIOT, 0€3 OrpaHHYCHHUS, IIUKIIONPO-
W, UUKIOOYTHJI, IUKJIOTCHTHI, UUKIOTCITAHWI, IMKIOOKTaHII, HOpPOOpaHWI, HOPOOpEHWI, OWIMK-
710[2.2.2]okTanmi, OUIUKIO[2.2.2|OKTEHUI, JeKaruapoHaTANICHII, OKTaruapo-1H-uHIeH I, [IUKIIOTICHTCHI,
[UKJIOTEKCEHWII, IUKIOorekca-1,4-nmuenmn, nukiorekca-1,3-muennn, 1,2,3,4-teTparuaponadranieHuI, OKTarui-
porenTaneHmn, 3a,4,5,6,7,7a-rekcarunpo-1H-uanennn, 1,2,3,3a-terparunponenrancami, Ourmkio[3.1.0]rek-
canwt, ounukino[2.1.0]nerarannn, crmpo[3.3]rentanmi, oumukiro[2.2.1]rentanmi, ounukiro[2.2.1]renT-2-eHu,
ourmkno[2.2.2 Joktaaun, 6-meTrnounukio[3.1.1 renranwmn, 2,6,6-rpuMernnounukio[3.1.1]renTanun U UX mpo-
W3BOJIHEBIC.

"Terepormriiin" WK "TeTepONUKIOATKUI" 0003HAYaeT MOHOIIMKIMIECKUE KOJIBIIA, COACPIKAIINE aTOMBI
yriepoJa u TeTepoaToMbl, BRIOPAHHBIC U3 KHCIOPOJa, a30Ta U CEPhl, B KOTOPBIX HET JCIIOKAN30BAHHBIX -
3JIEKTPOHOB (apOMATHYHOCTH), KOTOPBIE JNEIAT MEXIY COOOH aTOMBI yriiepoja KOJIbLA M TeTepOATOMEI.
CTpyKTypa reTepOounKIOAIKIIIFHOTO KOJIbIIa MOXET OBITh 3aMeIlleHa OAHUM I Oojiee 3aMeCTHTEISIMHU. YKa-
3aHHBIC 3aMECTUTCIH TAKXKE MOTYT OBITh B CBOIO OYepeIb HEOOS3aTEIbHO 3aMEUICHEI. [IpuMephbl TeTepoIrK-
JUITBHBIX KOJICI] BKITFOYAIOT, HO HE OTPAaHUYMBAIOTCSA UMU, OKCETaHWI, a3€TaAHHIWI, TeTparuapodypaHu, Terpa-
THUIPOTTUPAHILUI, TUPPOIHIUHII, OKCA30JIMHIII, OKCA30JIUINHUII, THAZOIHMHII, THA3OIUIUHI, TTHPAHII, THOITH-
PaHIWI, TETPATHIPOIUPAHII, THOKCATUHII, TTUIICPUIUHII, MOP(HOIUHII, THOMOP(HOIUHILI, THOMOPDOIHMHILT S-
OKCHJI, TAOMOP(OIUHII S-THOKCH], MATICPA3UHUII, a3CIHHWI, OKCCITMHIII, TUA3CTIIHIII, TPOIAHUI, OKCa30JIH-
JUHOHIJI ¥ TOMOTPOTIAHHIL.

Tepmun "ruapoxcuankua”" 0003HAYaeT ANKWIBLHYIO TPYIIY, ONPEISICHHYIO BBIIIE, TNle YKa3aHHAs all-
KWJIbHAS TPy 3aMerieHa ool mwim 6onee OH-rpymmamu. [TpuMepsl THAPOKCHATIKIIBHBIX TPYII BKIIOYAIOT
HO-CHz-, HO-CHz-CHz- n CH3-CH(OH)-

TepmuH "TajoreHaTKUI", UCTIONB3YEMBI B HACTOSIIEM JOKYMEHTE, OTHOCHUTCS K aTKWIHLHOW TPyIIe, OIl-
peneneHHON B HACTOSIIEM JOKYMEHTE, KOTOpasi 3aMelleHa OJHUM MiIn 0ojiee aToMaMH rajioreHa. [Ipumepsr ra-
JIOTCHAJIKUIBHBIX TPYII BKIIIOYAIOT, HO HE OTPAHUYHMBAIOTCSA UMH, TPUPTOPMETIII, TUHTOPMETHI, TeHTa(TOP?-
THJI, TPUXJIOPMETHII U T.]I.

TepmuH "raloreHanKoKkcH'", UCIOIb3YeMbIi B HACTOSIIEM TOKYMEHTE, OTHOCUTCS K aJKOKCUTPYIIE, Ope-
JICIICHHOM B HACTOSAIIEM JTOKYMEHTE, KOTOpas 3aMEIllcHa OJHUM WiH OoJiee aTOMaMHu rajoreHa. [Ipumepsr ramo-
TCHAJKWILHBIX TPYIIT BKIFOYAIOT, HO HE ONPaHHYUBAIOTCS UMH, TPUPTOPMETHII, TUPTOPMETOKCH, MeHTa(TOpI-
TOKCH, TPUXJIOPMETOKCH U T.J.

TepmuH "nHaHo0", UCMOIBE3YEMbIM B HACTOSIIEM TOKYMEHTE, 0003HAYaET 3aMECTUTEINb, COJEPIKAIINA aTOM
yTieposa, COeTMHEHHBIM ¢ aTOMOM a30Ta MOCPEJCTBOM TPOHHOM cBs3H, T.e. C=N.

TepmuH "amMuH", UCTIONB3YEMBIH B HACTOSIIEM JTOKYMEHTE, OTHOCHTCS K epBuyHoMy (R-NH,, R=H), BTO-
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puaaomy (R,-NH, Ry=H) m tpernanomy (R3;-N, R#H) amunam. [IpeamonaraeTcs, 94To 3aMenieHHBIH aMHH 000-
3HaYaeT aMHH, B KOTOPOM IO MEHBIICH Mepe OJIH U3 aTOMOB BOJIOPOJIa OBLI 3aMEIICH 3aMECTUTEIICM.

TepMuH "aMuHO", UCIIONB3YEMBIl B HACTOSINEM JOKYMEHTE, 0003HAYaeT 3aMECTUTENb, COACPIKAIIMNA IO
MEHBIICH Mepe OUH aToM a30Ta. B wactHOocTH, 3amectuten NH,, -NH(ankwmn) wim ankunamuno, -N(aJIKI),
WM TUATKHIIAMAHO, aMUI-, KapOaMuI-, MOYEBUHA H CYJIb(haMul BKIIOYSHBI B TEPMHH "aMUHO".

TepmuH "TuaNKmIaMAHO" B KOHTEKCTE HACTOSIIIETO TOKYMEHTAa OTHOCHTCS K aMuHO i NH,-rpymme, roe
00a aToma BoZOpoza OBIIN 3aMENICHBI AIKWIBHBIMH TPYIIIaMH, ONPEICICHHBIMY BEIIIE B HACTOSIIEM JOKYMEH-
Te, T.e. -N(aJIKWi),- AJKWIBHBIC TPYIIE HA aMHHOTPYIIIIE MOTYT MPEACTaBIATh OO0 OAMHAKOBBIE WIIM Pa3-
JMYHBIE JKWIbHBIE TPYNNEL. [IpuMeps! alKuIaMHHOTPYII BKIIOYAIOT, HO HE OTPAHUYHUBAIOTCS MMM, AUMETH-
namuHO (T.e. N(CHs),), IUITHIAMUHO, TUTIPOMUIAMHHO, JUHU3OIPOINUIAMUHO, IU-H-OYTHIAMHWHO, IW-BTOP-
OYTHJIAMITHO, METHJI(3TUI)aMHHO, METHI(OYTUIIAMUHO) U T.1I.

"CHUpOIMKIOANKII" WM "CIHPOIMKINA" 0003HaUaeT KapOOreHHble OMIMKIMYECKHE CHCTEMBI KOJIell, B
KOTOPBIX 00a KOJbIIa COCTUHEHBI Yepe3 eAMHUYHBINA aToM. KOJIBII0 MOKET OBITh Pa3IUYHOTO pa3Mepa H MPHPO-
JIBI, WJIM UICHTHYHOTO pa3Mepa WiIH npupodbl. [IpuMephbl BKITIOYAIOT CIIUPOINICHTAH, CIUPOTETaH, CITHPOOKTAH,
CIMPOHOHAH WK crupojekad. OIHO WiM 00a KOJbIA B CIHPOLUUKIC MOTYT OBITh KOHICHCHUPOBAHEI C IPYTHUM
KOJIBIIOM KapOOIMKIMYECKOT0, TeTEPOIUKINIECKOT0, apOMATHYECKOTO WIH Te€TepPOapOMaTHIECKOTO KOJbBIIA.
OnuH nau 6oJiee aTOMOB yIlepoJa B CIIUPOIMKIIE MOTYT OBITh 3aMelleHbl TeTepoaroMoM (Hampumep, O, N, S,
i P). (C;-C,,)CIMpOIHUKIIOANKIIT TIPECTABISIET COO0H CIIMPOIIMKII, Coepskamiuii oT 3 0 12 aToMoB yriepoa.
OnuH umu 60iee aTOMOB yTiIepoaa MOTYT OBITh 3aMEIIEHBI TETEPOATOMOM.

[ToHMMArOT, 9TO TEPMHH "CIUPOTETEPOIMKIOATKII" WU "CITUPOTeTePOIUKII" 0003HAYAEeT CITUPOITUKII,
B KOTOPOM TI0 MEHBIIEH Mepe OIHO M3 KOJeIl IPEeACTaBiIsIeT cOO0H TeTeponuKi (HalmpuMep, 1o MEHbIIeH Mepe
OJTHO M3 KOJIeIl IIpeJICTaByIsIeT coboit Gpypanmit, MOphOIMHII UIIH HIICPAITHIN).

Tepmun "conmpBat" OTHOCUTCS K KOMIUIEKCY C IMEPEMEHHOW CTEXHOMETPHUCH, 00pa30BaHHOMY pacTBOpsic-
MBIM BEIIIECTBOM M pacTBOpUTeNeM. Takue pacTBOPUTETH JUIS IIeJICH HACTOSINErO M300peTCHUs HE MOTYT OKa-
3BIBaTh BIIMSHUS HA OMOJIOTUYECKYIO0 aKTUBHOCTH PACTBOPSAEMOrO BemiecTBa. [IpuMephl MOIXOIAIINX PACTBOPH-
TeJell BKII0YaloT, HO He orpannyuBatoTcsi umu, Boay, MeOH, EtOH u AcOH. ConbBaThl, B KOTOPBIX MOJIEKYJIa
PACTBOPHTEIIS TPEACTaBICHA BOAOM, OOBIYHO HA3BIBAIOT THIpaTaMH. | MAPATHl BKIIOYAIOT KOMIIO3HIIUH, COICP-
JKalle CTEXHMOMETPHUECKHE KOJIMUYECTBA BOJBI, a TAKKe KOMIIO3HIINH, COAEpKaIlre MepeMEHHbIE KOJIMIeCTBa
BOJIBI.

TepmuH "u30Mep" OTHOCHTCS K COCIUHEHUSAM, KOTOPBIE UMEIOT OJUHAKOBYIO KOMITO3HIIMOHHYIO W MOJIC-
KYJSIPHYIO MaccCy, HO OTIMYAIOTCA MO (U3NIECKUM W/HIN XUMHYECKUM cBoiicTBaM. CTPYKTYpHBIE Pa3iIHuds
MOTYT 3aKJIFOYAaThCS B COCTAaBE (F€OMETPHUUECKUE M30MEPHI) MU B CIIOCOOHOCTH BpaIaTh MIIOCKOCTD IOJISIPH30-
BaHHOTO CBeTa (cTepeom3oMephl). UTo KacaeTcsi CTepeon3oMepoB, coeanHeHus Gopmyisl (I) MOryT conepkaTh
OIIMH WU 0oJiee aCHMMETPUYHBIX aTOMOB YIUIEPOAa M MOTYT BCTPEUYAThCS B BHJIC PALIEMATOB, PALIEMHYCCKUX
CMecel, a TaKkKe B BUJIC OTACIBHBIX YHAHTHOMEPOB WU TUACTEPCOMEPOB.

B Hacrosiee H300peTeHUE TaKXKe BKIIFOYCHBI (DapManeBTHYECKHUE KOMITO3HIUH, conepkaiue 3(hdeKTus-
HOE KOJIMYECTBO PACKPHIBACMOTO COCIMHCHUS M (papMalleBTUYCCKH MPHEMIIEMbIH HOCHTENb. Tummdneie "dap-
MAIICBTUYCCKH MPUEMIIEMBIC COITH" BKIIIOYAIOT, HATIPUMED, BOJOPACTBOPUMBIC H HEPACTBOPHMEIC B BOJIE COJIH,
TaKue Kak areTar, aMcoHat (4,4-TMaMUHOCTIIIOCH-2,2-1uCyIbQoHaT), OeH30ICYyIbPOHAT, OeH30aT, OMKapOOHAT,
oucynbdart, Outaprpar, 6opart, OpomMua, OyTHPAT, KAIBIUS, dACTAT KaJIbIUsI, KAMCHJIAT, KapOOHAT, XJIOPH]I, IIUT-
par, KJIaBylapuaT, JUTHAPOXIJIOPH, AETaT, HANCHIAT, ICTONAT, AcHiaT, pymepart, GpuyHapar, TIIyHenTar, Tiro-
KOHAT, TJyTaMar, TJIMKOJUIMIapcaHmiar, rekcadgropdocdar, rekcunpe3opuuHar, rugapadaMuH, THAPOOPOMHUII,
THIPOXJIOPHI, THAPOCKHHA(TOAT, HOAMI, W30THOHAT, JIAKTAT, JIAKTOOMOHAT, JlaypaT, MarHus, MajiaT, Maiear,
MaHIeNaT, MeCWIaT, METHIOPOMHA, METHJIIHHUTpPAT, METWICYynb(}aT, MyKaT, HalCWIaT, HUTpPAT, N-MeTHI-
TIIOKaHAMUHA aMMOHHIHAS COJIb, 3-THAPOKCH-2-Ha()TOAT, OJicat, OKcaaT, najipMuTar, namoar (1,1-mereH-Ouc-
2-ruapokcu-3-Hadroar, sHHOOHAT), MaHTOTeHAT, (docdar/mudocdaT, MUKPAT, NOIUTATAKTYPOHAT, NPOITHOHAT,
M-TOJTyOJICYTB(OHAT, CATHIIIAT, CTeapaT, CyOaleTar, CyKIuHar, cyibdar, cynbdocamumnmiar, cypaMar, TaHHAT,
TapTpaT, TEOKJIAT, TO3HUIAT, TPUITHOIUI U BaJIepar.

"TMaument" wam "cyObekT" mpeacTaBiseT co00M MIIEKONMUTAIOIIee, HapUMEp YeIO0BeKa, MBIIb, KPBICY,
MOPCKYIO CBHHKY, CO0aKy, KOIIKY, JIOIIAAb, KOPOBY, CBHHBIO WJIH MPHMAaTa, HE SBISIONIETOCS YCIOBEKOM, Ha-
nmpuMep o0e3bsIHY, IMUMIIaH3¢e, 0a0yrHa W MaKaKy-pe3yc.

"D¢dekTBHOE KOJUIECTBO" MPHU HCIIOJIb30BAHUH B OTHOIICHHH COCIMHEHUS TPECTABISIET COOOUW KOJIH-
4ecTBO, ) PEeKTUBHOE IS JICUSHUS WK TPEAOTBPAIICHUS 3a00IeBaHMsl Y CYObEKTa, KaK OMMCAHO B HACTOSIIEM
JOKyMEHTE.

Tepmun "HocuTens" B KOHTEKCTE HACTOAIIETO JOKYMEHTA OXBAaTHIBACT HOCHTENH, BCIIOMOTATEIHHBIC Be-
niecTBa U pa3daBUTENIN U 0003HAYAET BEIIECTBO, KOMIO3HIIUIO WJIH HOCHTEb, TAKOW KaK KHUIKUN WA TBEPIbINA
HAIIOJIHUTEIb, Pa30aBUTEIb, BCIIOMOTATEIILHOE BEIECTBO, PACTBOPUTEINH WM MAaTEpUAN JJIS MHKAICYJIHPOBa-
HUS, BOBJICUCHHBIN B JIOCTABKY MU TPAHCIIOPTHPOBKY (hapMalleBTHYECKOTO ar¢HTa OT OJTHOTO OPTaHa MM YacTU
TeNa K APYroMy OpraHy WM YacTH Tela CyObeKTa.

TepmuH "neyeHne" B OTHONMICHUH CYOBEKTa OTHOCHTCS K YIYYIICHHUIO TI0 MEHBIICH Mepe OJTHOTO CUMIITO-
Ma 3a00JIeBaHHUS ITOTO CyOBbeKTa. JIeueHe BKIFOUACT U3JICUCHUE, YIYUIICHUE WU, IO MEHBIIICH Mepe, YacTH4-
HOe o0IerdeHue 3a00IeBaHusl.
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Tepmun "3aboneBaHue" B HACTOAIIEM JOKYMEHTE UCIOJIB3YIOT Uil 0003HAYCHHS W B3aHMMO3aMCHIEMOTO
UCIIOJIE30BaHUs C TPMUHAMHU HAPYIICHUE, MATOJIOTHYCCKOE COCTOSHIE WM OOJIC3Hb, €CITH HE YKa3aHO WHOE.

Tepmur "BBOIUTE" WK "BBeleHHE" B KOHTEKCTE HACTOSIIETO JOKYMEHTa OTHOCUTCS OO K HEMOCPEACT-
BEHHOMY BBEICHHIO PACKPBIBAEMOIrO COCAMHCHHS WK (hapMareBTUYECKH MPUEMIIEMON COJHM PAaCKPBIBAEMOIO
COCIMHCHHUS WJIM KOMIIO3HMIIUU CyOBEKTy, JIMOO K BBEACHHUIO MPOJIEKAPCTBEHHOTO MPOU3BOAHOTO WIIM aHAJIora
YKa3aHHOTO COCIMHCHUS MU (DAPMALEBTHUCCKU MMPUEMIIEMOM COIM YKa3aHHOTO COCOMHEHHUS MM KOMITO3UIHH
CyOBEKTY, KOTOPBIC MOTYT 00pa30BaTh 3KBUBAJCHTHOE KOJMIECTBO AKTHBHOTO COCANHCHHMS B TEJIC CYOBEKTA.

TepmuH "TiposekapcTBO" B KOHTEKCTE HACTOAIIETO JOKYMEHTa 0003HadaeT COeTUHEHHE, KOTOPOeE in vivo B
x0Jic MeTabonu3Ma (Hapumep, MyTeM THAPOIIH3a) MOKET MPEBPATHTHCS B PACKPHIBAEMOE COCTMHCHUE.

Hacrosiee n300peTeHUE OTHOCHUTCS K COCIUHCHHSAM WM MX (hapMaleBTHUCCKU MPUEMIIEMBIM COIISM,
THIIpaTaM, COJbBaTaM, MPOJICKAPCTBAM, CTEPCOU30MEpaM KN TayToMepaM, CIOoCOOHBIM HHTHOupoBats USP7,
KOTOPBIC TOAXOAT s IPUMCHEHUS IS JICUCHUS 3a00JICBaHUI W HAPYIICHUH, CBI3aHHBIX C MOIYJISIHCH (ep-
menta USP7. Hacrosiee nzo0pereHre JOMOTHUTEIEHO OTHOCHTCS K COSIMHCHHUSAM WIH MX (papMareBTUICCKU
MPUEMIIEMBIM COJISIM, THApATaM, COJIbBAaTaM, MPOJIEKAPCTBAM, CTEPEOU30OMEpaM WM TayToMepaM, KOTOPBIC TOI-
x0T st marnouposanus USP7.

B onHoM BapmanTe peanuzanuu coequHeHus Gopmyns (I) umeror ctpykTypy Gopmydsr (Ia)

Re i e OH

/ | N

) '
/N N \”/

N
R O (a),

1 ux (hapMareBTUICCKH pUEMIIEMbIE COJIA, THAPATHI, COJIBBATHI, TIPOJIEKAPCTBA, CTEPEON30MEPHI U TAyTO-
MEpHI,

rae R, mpencraBnser cobort (C-Cg)ankwmi, apwi, rerepoapui, (C;-Cg)IHKIOANKHMI, TeTePOIHMKIIII,
NRoR}; mir OR g, T/I€ QTMKWII, apwil, MUKIOATKIII U TETEPOIUKIINI He00sI3aTeIbHO 3aMeIIeHbI OJJHUM TN OoJiee
Rg;

R4 mpencrasnser coboit (C,-Ce)amkmi, (Co-Cs)ankunenapwn, rerepoapu, (C;-Cg)unkmoankun, CDs win
TETEPOIUKIIII, TJIC apHII, TETSPOAPHII, TETEPOIMKIIMII U IIUKIOATKUII He00sI3aTeIFHO 3aMEIICHBI OJHUM Wi 00-
Jce RIZ;

Rs mpencrasnser co6oit H, (C;-Cg)ankui, (C,-Cy)ankenun, (C,-Ce)ankunmi, (C;-Cq)amkokcu, (C;-Cq)rano-
reHaiku, (Cy-Cg)raJoreHaaKOKCH WIH TaJIOTeH; WU

R¢ HezaBucumo npexacrasiser coboit H, D, ramoren, CN, NR;Rg, (Ci-Cg)ankmi, (C;-Cy)amkokcu win
OH;

KaxIplid Rg He3aBucHMO B KaxaoMm ciaydae BbiOpaH u3 D, (C;-Cgankuna, (C-Cg)ankokcu, (C-Cq)ramo-
renankmna, (C,-Cq)ranorenankokcu, (C;-C;)amkunen-O(C,-Cq) amkumma, (Cy-C,)ankunenapuna, (Cy-C,)an-
kunenrerepoapuna, (Cs;-Cio)mmknoankmna, rerepormimmia, (Co-CyankuneH-O-apuna, (Cy-Cy)ankuner-O-
retepoapuna, O-(Cs;-Cg)mmknoankmna, S-rerepoapmia, ramoreHa, CN, C(O)R;,, CO(O)R;;,, C(O)NRoR;;,
S(O)Rio,  S(O)NRyoR, NRy(S(O)Ri1, (Co-Cy)ankmmen-NR Ry,  NRjC(O)R;;, NR;(C(O)C(O)Ryy,
NR;(C(O)NR¢R 1, -P(O)((C;-Cy)ankmn),, P(O)(apwmi),, -SiMe;, SFs wnu OH, rae ankui, aakuieH, apui, TeTe-
POapUII ¥ TETEPOIUKIIMIT HEO0S3aTeIFHO 3aMEIeHBI OJHUM WK Ooliee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
Heo0s3aTeIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mim nBa Ry cCOBMECTHO, KOTIa HAXOAITCS Ha COCETHUX aTo-
Max yriepojia, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HE00s3aTeNEHO 3aMEIIEHHOES OTHIM MIH Oosiee Ry; mm nmBa
Rg coBMecTHO, KOT/1a HAXOISATCS HAa COCEIHUX aTOMax yriiepoja, 00pa3yroT TeTePOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTEIBHO 3aMEIICHHOE OJHUM Hin Oojiee Ro;

Kaxaelidi Ry He3aBucuMo B kaxaoM ciydae BeiOpaH u3 D, (C;-Cy)ankmna, (C,-Cq)ankokcn, (C;-Cg)iimk-
JIOAJIKWJIa, TaJIor¢Ha, apuia, OH, CN, C(O)R](), C(O)NRI()RU, NR]()C(O)RU, NR10R11, S(O)quo, S(O)qNRI()R]l,
NRS(O)¢R11, okco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN i O-rerepoapuna, rie
AJKWI, apwil U IUKIOATKAI Heo0sA3aTeIhbHO 3aMelleHbl OJHUM WU 0ojiee 3aMECTHTENSIMH, HE3aBUCHMO BBI-
opanueiMun 13 (C;-Cy)ankmma, (C;-Cglankokcu, (C,-Cq)ramoreHankuna, ranoreHa, apwia, NR;;C(O)R;s,
NR4S(0)¢R15, OH nmu CN;

win Ba Ry coBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIO;
win 1Ba Ry COBMECTHO, KOTZIa HAXOIATCS HA COCEIHUX aTOMaX yIrIIepoiaa, 00pa3yroT reTepOapuiIbHOE KOJBIIO;
win aBa Ry COBMECTHO, KOTIa HAXOJATCS HA COCEIHUX aToMax yriepozaa, 00pazyioT (Cs;-Cio)IHUKIOaNKIUIEHOS
KOJIBIIO;

Kaxaeli Rjp m R, He3aBucumo B kaxkmom ciydae BbeIOpaH m3 H, (C;-Cg)ankuma, (C,-Cs)ankeHmia,
(Cy-Cg)anxunmma, (Cy-Ci)ankmienapmia, (Cy-C,)ankunen-(Cs-Cg)unkmoankmna, (Cy-C,y)amKkuaeHreTepoIK-
muna, (Cy-Cy)ankunenrerepoapmina wi CN, TIe amkuil, aJKeHWI, aTKWHWI, aJKAJICH, ITUKI0aTKNI, TeTePOIIHK-
JIWJI, apwil B TeTEpOapuil HeoOs3aTeIbHO 3aMeleHbl OJHUM WM 00Jiee 3aMECTHTEISIMHU, HE3aBUCUMO BHIOpaH-
HeiMa 13 (C-Cq)ankmia, (C;-Cyankokcu, (C,-Cg)ranorenankmina, (C,-Cq)ramoreHankokcu, (Cs;-Cg)uukmoan-
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Kuia, rerepouukanna, apuna, S(0)y(Ci-Cs)ankuna, S(O){NR4R5, NR14sR;5, NR14C(O)R s, ranorena, OH unu
CN;

nii Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTENhHO 3aMEICHHOE OJTHUM FUTH
Oonee 3amMecTHTENSIMU, BRIOpaHHBIMH 13 0kco, C(O)(C,-C;)amkuna mwiu NR4)NR5;

Kaxaelid R, HezaBucuMo B KaxkaoM ciydae BeiOpad u3 D, (C;-Cy)ankwmma, (C;-Cg)amkoxcu, (C;-Cq)ra-
noreHankmna, (Cs;-Cg)mkinoankuia, apwia, rerepoapmina, O-apwnma, O-retepoapuia, O-TeTepoUUKIHIIA,
O-(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORlo, C(O)NR]4R]5, S(O)qNR14R15, NR]4R]5, NR]4C(O)NR]4R15,
NR14C(O)OR10, NR]4SOqR10, NR14COR10, TraJIorcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z, SiMe3, SF5 i OH,
TJIe aITKWJI, apwil, TETEPOApPIIT U UKIIOANKIIT He00s3aTeIbHO 3aMEIICHBI OTHUM Win Oonee Rs3;

Kaxnaelii R;; HesaBucuMo B kaxkaoMm cimydae BeiOpan w3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C-Cg)ankokcu, ranoreHa, (C;-C¢)ranorenankokcu, (C;-Cq)ruapOoKCHANIKUIA, TETECPOIMKIINIA, T'eTepOapuia,
apuna, ORyy, C(O)Ry4, C(O)NR4Ris5, NRyyRjs5, S(O)qR14, NR14S(O)¢Ris, S(O)NR4Rs, NR;C(O)NR 4R,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apmn),, -SiMe;, SFs wim CN, rae aikui, [MUKIOATKWI, apuil, TeTe-
POLMKITIII ¥ TETePOapIIl 3aMEIICHBI OJTHUM HJIH 00JIee 3aMECTHTEIISIMU, He3aBUCUMO BhIOpaHHBIMU 13 (C-Cg)a-
Kuiia, NR]4C(O)R15, OH, CN, C(O)R14 501048 NR14R15;

Kaxaeli Ry m Rys HesaBucumo B kaxkmom ciydae BbeIOpaH w3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmma, (C;-Cy)amxkunen-(Cs;-Cg)umknoankmia, (Co-C,)ankunenrereporuiinmig, (Cy-C,)ankuinen-
apmia, (Cy-Cy)ankmrenrerepoaprina wid CN, re alkuil, aTKeHW, ATKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIWJT, apyJl ¥ TeTepoapril HeoOsM3aTEIbHO 3aMEIICHBI OJTHUM HIH Ooee R ¢;

nii R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBHOE KOJIBII0, HEOOS3aTEIbHO 3aMEIICHHOE OTHUM FUITH
ooiee Rq;

Kaxablii Rj¢ He3aBUCUMO B KaxaoM ciydae BeIOpaH u3 D, (Ci-Cy)ankmia, (C,-Cy)ankenmna, (C,-Cq)an-
KUHUJIA, (Cy-Cg)rasorenankunia, (Cy-Cg)ankoxkcw, (C;-Cg)ramoreHaIkoKCH, C(O)(C;-Cy)ankma,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CRIQR“NRIQR“, OKCO, NRIQR“, S(O)q(cl-c6)aHKI/IHa, C(O)NRI()R“,
S(O)NRoR 1, NR;4C(O)R R 1, NRj(C(O)NR R, nm OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yIiepojaa, o0pas3yloT apHIbHOE KOJIBIIO;
nnm 1Ba R;g coBMecTHO, KOTIa HAXOMATCS Ha COCEHUX aToMax yriiepojia, 00pa3yloT CIIHPOTETEPOITUKIMILHOE
KOJIBIIO;

kaxaelid R 7 1 R g HE3aBHUCHMO B KaskoM ciydae npezactasisietT codoit H nmm (C-Cg)amkmi,

ppasen 0, 1 wiu 2; u

Kaxpli  pasen 0, 1 vm 2.

B npyrom Bapmanre peanuzanuu coequaeHus popmyist (I) umerot ctpykrypy dpopmyist (Ib)

Re i e OH
/ N
R, | ) |
=
N
/ N
R o (),

1 UX (apMareBTUYCCKH MPUEMIIEMBIC COJIU, THPATHI, COJIBBATHI, MPOJICKAPCTBA, CTEPEON30OMEPHI U TAyTO-
MEpBHI,

roe R, mpencraBmser coboit (Ci-Cg)amkun, apwi, rerepoapwi, (C;-Cg)IHMKIOATKII, TeTePOIUKIILI,
NRoR}; mimr OR g, T/IE QMKWII, apwil, MUKIOATKIIT U TETEPOLUKIINI He00s3aTEIbHO 3aMeIIeHbI OJJHUM TN OoJiee
Rg;

Ry

R4 mpencrasnser coboit (C,-Ceg)amkmi, (Co-Cs)ankunenapwn, rerepoapud, (C;-Cg)umkmoankun, CDs win
TETSPOIMKIIIII, T/Ie apHIl, TETEPOAPHJI, TETEPOLUKIIMII U ITUKIOATKAI Heo0s3aTeIbHO 3aMeIeHBI OJTHUM I 00-
nee Ryy;

Rs mpencrasiser coboit H, (C;-Cg)ankmi, (C,-Cy)ankenun, (C,-Cy)ankunmi, (C;-Cg)amkoxcn, (C;-Cq)ramo-
reHaiku, (C;-Cg)raJoreHaaKOKCH WIH TaJIOTEH; HITH

R HezaBucumo npencrasisiet coboit H, D, ramoren, CN, NR 7R, (Ci-Cg)ankmn, (C;-Cq)ankoxcu wiu OH,
Korja X, mpeacTaBiseT coboi N;

R, mpencraBmser coboir H, D, (C;-Cg)amkun, (C,-Cy)amkenmi, (C,-Cy)ankuumn, (C;-Cg)ankokcy,
(C;-Cg)ramorenankun, (C;-C¢)ragoreHankokcu, rajuorex, apwi, rerepoapui, CN mwiu NR (R, rae apun u rete-
poapui HeoOs3aTEIEHO 3aMEIICHBI OTHUM WiH Ooiee Ry;

Kaxaelid Rg He3aBHcHMMO B KaxaoMm ciaydae BbiOpaH w3 D, (Ci-Cg)ankmma, (C;-Cg)ankokcn, (C;-Cq)ra-
noreHankmna, (C;-Cq)ranorenankokcu, (C;-Cs)ankmieH-O(C;-Cg) ankwmna, (Cy-Cy)amkunenapuna, (Co-C,)an-
kmnenrerepoapmuna, (Cs;-Cjo)muknoankmna, rerepormimmia, (Co-CyankuneH-O-apuna, (Cy-Cy)ankuner-O-
retepoapuna, O-(Cs;-Cg)mmknoankmia, S-rerepoapmia, ramoreHa, CN, C(O)R;,, CO(O)R;;,, C(O)NRoR;;,
S(O)¢Rio, S(O)NRjoR;;,  NRoS(O)qRi1, (Co-Cs)amkmmen-NRoR;;, NR;(C(O)R;;, NR;(C(O)C(O)Ry,
NR;(C(O)NR 4R, -P(O)((C;-Cy)ankmn),, P(O)(apwmn),, -SiMe;, SFs wnu OH, rae ankui, aakuieH, apui, rere-
POapUII ¥ TETEPOIUKII HEO0S3aTeIFHO 3aMEIleHBI OJHUM WK Ooliee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
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Heo0s3aTeIbHO 3aMeIleHHOe OJHUM Wi Oosiee Ro; mnm nBa Ry cCOBMECTHO, KOTIa HAXOAITCS Ha COCETHUX aTo-
Max yriepoja, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HEO0s3aTeNEHO 3aMEIIeHHOES OTHIM HIH Oosiee Ry; mm nmBa
Rg coBMecTHO, KOT/1a HAXOAATCS Ha COCEIHMX aTOMax YIiiepoJia, 00pa3yroT reTepOIUKIMIEHOE KOJIBIIO, HEOOsI-
3aTEJIbHO 3aMEIICHHOE OJHUM Hin OoJjiee Ro;

KakIaeli Ry He3aBucMMO B KaxaoMm ciaydae Beiopan w3 D, (C-Cg)amkmma, (C;-Cg)amkokcw,
(C3-C8)HI/IKH03HKHH3, rajorcHa, apwuia, OH, CN, C(O)Rl(), C(O)NRI()RU, NR]()C(O)R”, NR]()R”, S(O)qu(),
S(O)qNRl()R]l, NR]()S(O)qR“, OKCO, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z, SiMe3, SF5, O-apI/IHa, CN umun O-
reTepoapuia, TIe AJIKWI, apuil U ITUKIOATKHI Heo0s3aTebHO 3aMeIleHbl OJHAM M 00Jiee 3aMECTUTEISIMH,
He3aBucHMO BBIOpaHHBIMU U3 (C;-Cg)anmkmna, (C;-Cg)ankokcn, (C;-Cg)rasoreHaikuia, TajJoreHa, apuia,
NR4C(O)R;5, NR4S(0)qR 5, OH nnu CN;

win 8a Ry coBMECTHO, KOTJ]a HAXOMATCS Ha COCCIHUX aTOMax yriiepoia, o0pa3yrT apHiIbHOE KOJBIO;,
win 1Ba Ry COBMECTHO, KOTZIa HAXOIATCS HA COCEIHUX aTOMaX yIrIIepoiaa, 00pa3yroT reTepOapuibHOE KOJbBIIO;
win 1Ba Ry COBMECTHO, KOTIa HAXOJATCS HA COCEIHUX aToMax yriepozaa, 00pa3ytoT (C3-Cio)IHUKIOaNKIUIEHOS
KOJIBIIO;

Kaxaelii Rjp m R;; He3aBucumo B kaxkmom ciydae BbeIOpan w3 H, (C;-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmma, (Cy-Ci)ankmienapmia, (Cy-C,)ankunen-(Cs-Cg)uukmoankuna, (Cy-Cy)amKkuaeHreTepoIuk-
muna, (Cy-Cy)ankunenrerepoaprna wi CN, TIe amkui, aJKeHWI, aTKWHWI, aJKAJICH, ITUKI0aTKNI, TeTePOIIHK-
JIWJI, apwil B TeTEpPOapuil HeoOsI3aTEIbHO 3aMeleHbl OJHUM WM 00Jiee 3aMECTHTEISIMHU, HE3aBUCUMO BHIOpaH-
HeiMa U3 (C;-Cg)ankuma, (C;-Cyankokcu, (Ci-Cg)ramorenankumna, (C;-Cg)ramorenankokcu, (Cs;-Cg)umki-
oankuia, rerepounknuna, apuna, S(O)q(C;-Cs)ankuna, S(O)NR4R;s, NRi4R;s, NR4C(O)R s, ramorena, OH
nmu CN;

i Ry 1 Ry; cOBMecTHO 00pa3yroT reTepoIMKIMIBEHOE KOJBI0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJIH
Oonee 3amecTuTeNnIMU, BEIOpaHHBIMU 13 0Kco, C(O)(C;-Cs)amkmna mwim NR4NR5;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpan u3 D, (C-Cg)ankmna, (Ci-Cy)ankokcu, (C;-Cq)rano-
rerankmna, (C;-Cg)umkioankuna, apwia, rerepoapwia, O-apwra, O-retepoapmina, O-TeTepOIUKIIIIA,
O-(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORlo, C(O)NR]4R]5, S(O)qNR14R15, NR]4R]5, NR]4C(O)NR]4R15,
NR14C(O)OR10, NR]4SOqR10, NR14COR10, TaJIorcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z, SiMe3, SF5 i OH,
T7Ie aJKWJI, apuil, TETEPOaPIIT ¥ IMUKJIOATKIIT HE00s3aTeTbHO 3aMEIIeHbI OHUM HUiTH Ooiiee Rs;

Kaxaelid R;; HezaBucmMoO B Kaxkaom ciiydae BeiOpaH u3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-Cq) THIAPOKCHATKHIIA, TETEPOIMKINIA, T€TepOapuiIa,
apuma, ORy;, C(O)Ry4, C(O)NR4Ris5, NRyyRjs, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NRyC(O)NR R s,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apmn),, -SiMe;, SFs wim CN, rae aikui, MUKIOaTKWI, apuil, TeTe-
POLIMKIIMII W TETepoapwyi 3aMeIICHbl OJHHM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

win 1Ba Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax YIiepoja, 00pa3yroT TeTepOIMKIMIEHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oosee Rq; win aBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEIHUX aTOMaX yriiepoia, 00pa3yIoT reTepoapiibHOS KOJBI0, HE00A3aTEIIFHO 3aMEIICHHOE OJHIM WIH Oolee
Ry6; mm 1Ba R |3 COBMECTHO, KOTZIa HAXOSATCS Ha COCETHUX aToMax yriepoja, 00pa3yloT CIIHPOTETEPOITUKITIIL,
HeoO0s3aTeIbHO 3aMeIECHHBIA OHUM HIH O0oiiee R ¢;

Kaxaeli Ry m Rys HesaBucumo B kaxkmom ciydae BeIOpaH m3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmma, (C;-Cy)amxkunen-(Cs;-Cg)umknoankmia, (Co-C,)ankunenrereporuiinmig, (Cy-C,)ankuinen-
apmia, (Cy-Cy)ankmrenrerepoaprina wid CN, Te alkuil, aTKeHW, ATKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIAJL, apIJT ¥ TeTepoapuil HeoOs3aTeIbHO 3aMeIeHBI OHUM MU OoJiee R¢;

wi R4 1 Ri5 COBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBI0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
ooiee Rq;

Kaxabelii Rj¢ He3aBUCUMO B KaxmoM ciydae BeIOpaH u3 D, (Ci-Cy)ankuia, (C,-Cy)ankenmna, (C,-Cq)an-
KUHUJIA, (Cy-Cg)rasorenankunia, (Cy-Cg)ankoxkcu, (C;-Cg)ramoreHaIKoKcH, C(O)(C;-Cy)anmkma,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CRIQR“NRIQR“, OKCO, NRIQR“, S(O)q(cl-c6)aHKI/IHa, C(O)NRI()R“,
S(0)(NR R, NRj4C(O)RoR 1, NR;(C(O)NR R mmm OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yIiepojaa, o0pas3yloT apHiIbHOE KOJIBIIO;
nm 1Ba R;g coBMecTHO, KOTIa HAXOMATCS Ha COCEHUX aToMax yriiepojia, 00pa3yloT CIIHPOTETEPOITUKIMILHOE
KOJIBIIO;

kaxaelid R 7 1 R g HE3aBUCHMO B KaskoM ciydae npezactasisieT codoit H nmm (C-Cg)anmkmi;

ppasen 0, 1 wiu 2; u

Kaxplif q pasen 0, 1 unnm 2.

B npyrom Bapmanre peanuzaryn coequaeHus popmyisl (I) umerot ctpykrypy popmyast (Ic)
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(0]
OH
N
N \/ | J
NS MsyRe
! 1
S I
‘ o]
e
(Re2)r (Ic),
1 uX (papMaLEBTUYECKU TIPHEMIIEMBIE COJIH, TUIPATEI, CONIbBATEI, TPOJIEKAPCTBA, CTEPEOU3OMEPHI M TAYTO-

MEpHI,

rae X, npeacrasisier coboit C, S nimu S(O);

Y npencrasnsiet coboit CH nmu N;

R, mpencrasmsier coboit (C,-Cg)amkmi, apwi, rerepoapm, (Cs;-Cg)rmknoankui, rerepormknmi, NRjgR
i OR |, T€ anmKum, apuit, TUKI0ATKUI B TETEPOIMKIIHI Heo0A3aTeIbHO 3aMeeHbl OTHUM Hiin Oosee Rg;

Kax bl Ry He3aBucHMO B KaxkaoM cirydae Beiopan u3 D, (Ci-Cg)ankuna, (C;-Cg)anmkokcu, (C;-Cq)ranores-
ankmna, (C;-C¢) ramorenankokcu, (C;-Cj;)amkmneH-O(C-Cg) ankmna, (Cy-C,ankunenapmna, (Cy-C,)ankuincH-
rerepoapmwia, (C3;-Cjg)umkmoankmna, rereporummia,  (Cy-Cy)ankmnen-O-apuna,  (Cy-Cy)amkmien-O-
rerepoapmwia, O-(Cs;-Cg)umknoankuna, S-rerepoapwna, ramorera, CN, C(O)R;;,, CO(O)R;y, C(O)NR; (R,
S(O)Rip,  S(O)NRjoR;,  NR;S(O)gRyy,  (Co-Cslankunen-NRoR;,  NRjgC(O)Ry;,  NR;yC(O)C(O)Ryy,
NR(C(O)NR R}, -P(O)((C;-C¢)ankmi),, P(O)(apwmi),, -SiMes, SFs wimm OH, rioe amkum, ankujieH, apuil, rere-
POAPHIT U TETEPOLUKIINI HeOOsI3aTeIbHO 3aMEIIeHbBI OHIM HiTu Ootee Ro;

nin aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEIHHMX aToMax yriiepoja, oOpa3yroT apribHOE KOJBIIO,
HeoO0s13aTeNTbHO 3aMeIeHHOe OHUM Win Oosiee Ro; mim 1Ba Ry coBMECTHO, KOTIa HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, o0pas3yloT reTepoapuiabHOe KOJBII0, HE00A3aTeNbHO 3aMENIeHHOE OTHUM HWiTu Oojiee Ry; nmm nBa
Rg coBMecTHO, KOT/1a HAXOAATCS Ha COCEHMX aTOMax YIiiepoJia, 00pa3yroT reTepOIUKIMIEHOE KOJIbIIO, HEOOsI-
3aTeJIbHO 3aMeIleHHOE OIHMM MU Ooliee Ro;

Kaxaelii Ry He3aBucumo B KaxaoMm ciydae BbeIOpaH u3 D, (Ci-Cylamkmna, (C;-Cg)ankokcw,
(C5-Cg)umknoankuna, rangorena, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR(C(O)R};, NRoR;;, S(O)qR10,
S(O){NRoR1, NRpS(O)¢Ry1, oxco, -P(O)((Ci-Ce)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN umu O-
rerepoapwia, TAe aJKHWI, apuil U NUKIOATKHI HeoOA3aTeIIbHO 3aMEICHBl OJHAM KM 0oJee 3aMECTHUTEISIMH,
He3aBucHMO BBIOpaHHBIMU U3 (C;-Cg)anmkmna, (C;-Cg)ankokcu, (C;-Cg)ramoreHaikuia, TajJoreHa, apuia,
NR14C(O)R15, NR]4S(O)qR15, OH unu CN,

ik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nH 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEHUX aToMax yriepoja, 00pa3yloT TeTepoapriibHOE KOJIBIIO;
nim 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOS
KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cy)ankunamna, (Cy-Cs)ankmnenapuna, (Co-C,)ankmneH-(C;-Cg)umkmoankuna, (Coy-Cy)alKuIeHreTepOIUK-
muna, (Cy-Cy)ankunenrerepoapuia win CN, rae ankui, aJKeHWI, alIKUHWI, ajJKuIeH, TUKIOaIKUI, TeTePOLHK-
JIAJI, apWI U TETePOapui HeoOs3aTeIbHO 3aMEIeHBl OJHUM WU 00Jiee 3aMECTHTEIISIMHU, HE3aBHCHMO BBIOpaH-
oMU u3 (C;-Cg)anmkmna, (C;-Cq)amkokcu, (C;-C¢)ramorenankmna, (C;-Cq)ramorenankokcu, (C;-Cg)uukio-
anKuna, rerepormknuia, apuna, S(0)y(C,-Csy)ankuna, S(O)gNR 4R s, NR4Rs5, NR14C(O)R;s, ranorena, OH nnm
CN;

ni Rjp 1 Ry; coBMecTHO 00pa3yroT TeTeponuKIMIbHOE KOJIBI0, HEOOS3aTENhbHO 3aMEIICHHOE OJTHUM FITH
Oonee 3amMecTHTENSIMU, BBIOpaHHBIMH 13 0Kkco, C(O)(C,-C;)amkumna wiu NR4)NR5;

Kaxaelid R, He3aBuCcHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cy)ankuna, (C;-Cq)ankokcu, (C,-Cq)rano-
reHankmina, (Cs;-Cg)umkmoankwia, apwia, Trerepoapwia, O-apwma, O-retepoapuia, O-TeTepOIUKIINIIA,
O-(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORlo, C(O)NR]4R]5, S(O)qNR14R15, NR]4R]5, NR]4C(O)NR]4R15,
NR4C(O)OR 5, NR4SOgR 9, NR4COR, ranorena, -P(O)((C;-Cs)ankun),, -P(O)(apun),, SiMes, SFs unu OH,
TJIe aITKWJI, apwil, TETEPOapPIIT U UKIOANKIIT He00s3aTeIbHO 3aMEIICHBI OTHUM Win Oonee Rs3;

Kaxnaplii R;; HesaBucuMo B kaxaoMm cimydae BeiOpan u3 D, (C;-Cg)ankmma, (C;-Cg)ramoreHankmia,
(C-Cg)ankokcu, ranoreHa, (C;-C¢)ranorenankokcu, (C;-Cq)ruapoKCHaIKUIA, TETECPOIMKINIA, T'eTepOapuia,
apuna, ORy;, C(O)Ry4, C(O)NR4Ris, NRyyR;s5, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NR;C(O)NR4R s,
NR4C(O)OR;s, -P(O)((C-Cg)anxkmin),, P(O)(apun),, -SiMe;, SFs wim CN, rae aikui, [MUKIOaTKWI, apuil, TeTe-
POLIMKJIMI W TeTepoapui 3aMelIeHbl OJHUM WX OoJiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HaXOATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlUKIMIbHOES
KOJIBIIO, HEOOSM3aTeIbHO 3aMEIIeHHOe OTHUM MK Oosee Rq; wim mBa R;3 coBMecTHO, KOra HaXOAsTCsS Ha CO-
CEJHUX aTOMax YIJIepojia, 00pa3yloT reTepoapruibHOe KOJIbI0, HEO0S3aTeNhbHO 3aMelIeHHOe OJHUM WiH Ooliee
R¢; mm mBa Ri3; COBMECTHO, KOTJ]a HAXOATCS HA COCEIHUX aTOMax yriiepoja, 00pa3yrT CIHPOTEeTEPOIMKIIAI,
Heo0s3aTeIbHO 3aMEIeHHBIN OMHUM WK OoJiee Rg;
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kaxaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukiia, (Cy-Cy)ankuieHapuna,
(Cy-Cy)ankunenrerepoapuna wid CN, Te aaKuil, aJKeHWI, aJKWHWI, aJKWJICH, ITUKIOATKHI, TeTePOIUKIIIII,
apwiI ¥ TeTepoapwil HeoOA3aTeIbHO 3aMeIIeHBI OJTHUM I OoJiee R 4;

nii R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEhHO 3aMEIICHHOE OJTHUM FUITH
ooinee Rq;

Kaxabii Ris He3aBucuMO B kaxmom ciydae BeiOpaH w3 D, (C,-Cgankmna, (C,-Ceankenmna, (C,-Cq)an-
kuamna, (Ci-Cq)ranorenankuna, (C,-Cq)amkoken, (C,-Cq)ramorenankoxcu, C(O)(C;-Cs)amkmma, NHC(O)(C;-Cy)ain-
KuJa, CN, CHch, CR10R1 INRIQR“, OKCO, NR]()R“, S(O)q(cl-c6)aﬂKI/IHa, C(O)NR]()RH, S(O)qNRl()R“,
NRIQC(O)RI()R“, NRIQC(O)NRIQR“ HIIn OH,

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CIHUPOreTePOIUKIHILHOES
KOJIBIIO;

ppasen 0, | umu 2; u

Kaxplid  paseH 0, 1 wmm 2; u

rpaseH 1, 2, 3, 4 nnn 5.

B npyrom Bapmante peanusanuu coenuaeHus: popmyisl (1) umerot ctpykrypy dopmysl (Id)

@)
OH
a J
N R
N l
-~
(Ry2) (1d),

U X (apMareBTUYCCKH MPUEMJICMBIC COJIU, THAPATHI, COJIBBATHI, MPOJICKAPCTBA, CTCPEON30OMEPHI U TAyTO-
MEpHI,

rae X, npeacrasisier coboit C, S nimm S(O);

Y npencrasnset coboit CH nmu N;

R, mpencrasmsier coboit (C,-Cg)amkmi, apwi, rerepoapm, (Cs;-Cg)rmkmoankui, rerepormknmi, NRjgR
nu OR |, TI€ anmKum, apuit, TUKI0ATKUI B TEeTEPOIMKIIHI Heo0A3aTeIbHO 3aMeeHbl OTHUM M 0osiee Rg;

KaxIplid Ry HEe3aBrCHMO B KaxkaoM cimydae BeiOpan u3 D, (C-Cg)ankumna, (C-Cq)ankokcn, (C,-Cg)ranoren-
ankwia, (C,-Cg)ranorenankokcu, (C;-C;)ankunen-O(C,-Cg)ankuna, (Cy-Cy)ankunenapuna, (Cy-Cy)ankuieHrere-
poapuna, (C;-Cg)uuknoankuna, rerepouukimia, (Co-Cy)ankunen-O-apuna, (Cy-Cy)ankunen-O-rerepoapuina, O-
(C5-Cy)uuknoankuna, S-rerepoapuna, ramoreHa, CN, C(O)R,;, CO(O)Ry;, C(O)NRoR;;, S(O)qRio,
S(O){NR R}, NR(S(O)¢R 11, (Co-Cs)amkmmen-NRoR;;, NRj4C(O)R;;, NR;C(O)C(O)R};, NR|jC(O)NR R},
-P(0)((C;-Cy)ankmn),, P(O)(apun),, -SiMes, SFs wru OH, rie amkui, ankuiieH, apuil, FeTepoapri U TeTePOIIHK-
JIUT HeoOs3aTeNIbHO 3aMEeIleHbl OMHUM WK Ooiee Ro;

win Ba Ry cCOBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
HeoO0s13aTeNTbHO 3aMeIeHHOe OHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOT/Ia HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, 00pas3yloT reTepoapuiabHOe KOJBII0, HE00A3aTebHO 3aMeNIeHHOE OTHUM WiTu O0ojiee Ry; nmm nBa
Rg coBMecTHO, KOoT/1a HAXOAATCS Ha COCEIHMX aTOMax YIiiepoJia, 00pa3yroT reTepOIHKIMIbHOE KOJIBIIO, HEOOsI-
3aTeNLHO 3aMeNIeHHOE OAHIM HiTu Ooitee Ro;

Kkl Ry He3aBUCHUMO B KaxxaoM cirydae BeiOpaH u3 D, (C-Ceg)anmkuna, (C;-Cg)ankokcn, (Cs-Cg)uKino-
AJIKWJIa, TraJIoreHa, apuiia, OH, CN, C(O)R](), C(O)NRI()R“, NRIQC(O)R“, NR]()R“, S(O)quo, S(O)qNRloR“,
NR4S(O)¢R11, oxco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN nmu O-retepoapuna, riae
ANKWI, apii ¥ NUKIOATKHII HEoOs3aTeIbHO 3aMCIICHBI OJHUM WM 0oJiee 3aMECTHUTEIISIMU, HE3aBUCUMO BBI-
opanabiMu u3  (C;-Cg)amkmma, (C;-Cg)ankokcu, (C;-Cg)rajorenankmna, ramorena, apmna, NR;,C(O)Rs,
NR4S(0)¢R15, OH nmu CN;

win Ba Ry coBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aTOMax yIriiepoia, o0pa3yrT apHibHOE KOJBIO;
nm Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEHUX aToMax yriepoja, 00pasyloT TeTepoapriibHOE KOJIBIIO;
nnm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS Ha COCENHUX atoMax yriepona, oopaszyioT (Cs;-Cio)IUKIoaIKuiIbHOS
KOJIBIIO;

Kaxaeli Rjp m R, He3aBucumo B kaxmom ciydae BbeIOpaH m3 H, (C;-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)ankuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuiaeHreTepouKiInia,
(Cy-Cy)anxunenrerepoapuna win CN, Te aaKuil, aJKeHWI, aJKWHWI, aJKWJICH, ITUKIOATKHI, TeTePOIUKIIIII,
apwi U reTepoapui HeoOA3aTeIbHO 3aMEIICHBI OJTHAM WU 00Jiee 3aMECTUTEIIIMH, HE3aBUCUMO BBHIOPAHHBIMU U3
(C-Cg)ankuina, (C;-Cy)amkoxcH, (C-Cg)ranorenankmuna, (C;-Cq)ranorenankokcu, (Cs;-Cg)IuKioankuia, reTepo-
nuknuna, apuiaa, S(0)4(C;-Cs)ankuna, S(O)gNR14R;s, NR4R5, NR14C(O)R s, ranorena, OH unu CN;

wi Ry 1 Ry; cOBMecTHO 00pa3yroT reTepoIMKIMIEHOE KOJBI0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJTH
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Oonee 3amectuTensaMu, BeIOpaHHbIMU U3 0Kco, C(O) (C;-C;)ankmna wiu NR4,NRs;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpan u3 D, (C-Cg)ankuna, (Ci-Cy)ankokcu, (C;-Cq)rano-
reHankmina, (Cs;-Cg)umkmoankwia, apwia, Trerepoapwia, O-apwma, O-retepoapuia, O-TeTepOIUKIINIIA,
O-(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORlo, C(O)NR]4R]5, S(O)qNR14R15, NR]4R]5, NR]4C(O)NR]4R15,
NR14C(O)OR10, NR]4SOqR10, NR14COR10, TaJIorcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z, SiMe3, SF5 i OH,
T7Ie aJKWJI, apyil, TETEPOAPIT ¥ MUKJIOAIKIIT HE00s3aTeTbHO 3aMeIIeHbI OJHUM HWiTH Ooiiee R s3;

Kaxaelid R;; HezaBucmMO B Kaxaom ciiydae BeiOpan w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-Cq) THIAPOKCHAIKHIIA, TETEPOIMKINIIA, TeTepoapuiIa,
apuna, ORyy, C(O)Ry4, C(O)NR4Ris, NRyyRys5, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NRi;C(O)NR 4R,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apmn),, -SiMe;, SFs wim CN, rae aikui, [MUKIOaTKWI, apuil, TeTe-
POLMKITMII U TETepOapHi 3aMEIICHBl OJHAM WM OOliee 3aMECTHTCIIIMHU, HE3aBUCHMO BhIOpaHHBIMU U3 (Ci-
C6)aJ'IKI/I.]'Ia, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

win 1Ba Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax YIiepoja, 00pa3yroT TeTepOIMKIMIEHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oonee Rq; win naBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEJHUX aTOMax YIJIepoJia, 00pa3yloT reTepoapuibHOe KOJIbI0, HEO0S3aTeNhbHO 3aMeNeHHOe OJHUM WiH Ooliee
Ry6, v 1Ba R;3 coBMecTHO, KOTIa HAXOATCS Ha COCETHUX aTOMax yriepojaa, 00pa3yloT CIUPOTeTePOLUKIINIT,
HeoO0s3aTeNIbHO 3aMEIECHHBIA OHUM MK 0oJiee R ¢;

Kaxaeli Ry m Rys HesaBucumo B kaxkmom ciydae BbeIOpan m3 H, (Ci-Cg)amkuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmma, (C;-Cy)amkunen-(Cs;-Cg)umknoankmia, (Co-C,)ankunenrereporuiinmia, (Cy-C,)ankuinen-
apmia, (Cy-Cy)ankmirenrerepoaprina wid CN, Tae alkuil, aTKeHW, AIKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIAJT, apIJT ¥ TeTepoapul HeoOs3aTeIbHO 3aMeIleHBI OHUM MU OoJiee R¢;

wi R4 1 Ri5 COBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJIH
ooiee Rq;

Kaxabelii Rj¢ He3aBucuMO B Kaxaom ciydae BeiOpaH u3 D, (Ci-Cg)ankmna, (C,-Cg)ankennna, (C,-Cg)ain-
kunmia, (C;-Cgranmorenankmna, (C;-Cq)ankokcu, (C;-Ce)ranorenankokcu, C(O)(C;-Cs)amkmna, NHC(O)(C,-C,)an-
Kuiia, CN, CH2CN, CR10R11NR10R11, OKCO, NR]()R”, S(O)q(CI-CG)aHKI/IHa, C(O)NR]()RH, S(O)qNRI()R]],
NR10C(O)R10R11, NR10C(O)NR10R11 i OH,

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yIiepojaa, o0pas3yloT apHIbHOE KOJIBIIO;
e 1Ba R;g cOBMecTHO, KOTIa HAXOMATCS Ha COCEHUX aToMax yriiepojia, 00pa3yloT CIIHPOTETEPOITUKIMIEHOE
KOJIBIIO;

ppasen 0, 1 wiu 2; u

Kaxaplil q paseH 0, | unu 2; u

rpaseH 1, 2, 3,4 unu 5.

B npyrom Bapuanre peanuzaryu coequaeHus popmyisl (I) umerot ctpykrypy popmyast (Ie)

O Rs Rs
Ra 5 R1
/ N
N | )
= N\ /RZ
/N N X;
O (Ie),
1 UX (apMareBTUYCCKH MPUEMIICMBIC COJIU, THAPATHI, COJIBBATHI, MPOJICKAPCTBA, CTEPEON30OMEPHI U TAyTO-

MEpHI,

rae X, npeacrasiset coboit C, S umu S(O);

R, mpencrasnser coboit H, D, OH, SH, NH,, NH(C,-C,)ankun, N((C,-C,)ankwn), wmu F;

R, mpencrasnsier coboit (C;-Cg)ankwmi, apui, rerepoapmi, (Cs;-Cg)umknoankmi, rereporukmmi, NRjoRy;
nmu OR |, TI€ anmKum, apuit, TUKI0ATKUI B TETEPOIMKIIHI He00sA3aTeIbHO 3aMeeHbl OTHUM Wi 0osee Rg;

Rs m Rs mezaBucumo mpencraBiusior coborr H, D, (C;-Cy)ankmi, (C,-Celankenmi, (C,-Cq)alKuHMI,
(C4-Cg)anxoxcwm, (C-Cq)ranoreranku, (C;-Cq)ragoreHaIKOKCH WK TAJIOTCH; WU

Rs 1 Rs coBmectHO 00pa3yioT (C;-Cy)IMKIOATKHILHOE HIIN TETEPOIHMKINILHOE KOJBII0, HEOOs3aTeIbHO
3aMeIIeHHOe OJHUM WJIM 0oJiee 3aMeCTHUTENIsIMH, He3aBUCHMO BBIOpaHHBIMH U3 Taynorena, CN, (C;-Cq)ankwuia,
OH, CH,0H, (Cy-C,)ankunen-O(C,-Cg)ankuna uimu (Cy-C,)ankmreH-NR 7R 5;

R HezaBucumo npencrasisiet coboit H, D, ramoren, CN, NR 7R s, (Ci-Cg)ankwmn, (C;-Cq)ankoxcu wiau OH,
Korja X, mpeacTaBiseT coboi N;

Kax bl Ry He3aBucHMO B KaxkaoM cirydae Beiopan u3 D, (Ci-Cg)ankuna, (C;-Cq)anmkokcu, (C;-Cq)ranores-
ankmna, (Ci-Cg)ranorenankokcu, (C;-C;)amkmieH-O(C;-Cy) anxuna, (Cy-C,lankunenapuna, (Cy-C,)ankuiacH-
rerepoapmwia, (C3;-Cjg)umkmoankmna, rereporuimmia,  (Cy-Cylankmnen-O-apuna,  (Cy-Cy)amkmien-O-
rerepoapmwia, O-(Cs;-Cg)umknoankuna, S-rerepoapwna, ramorera, CN, C(O)R;;, CO(O)R;y, C(O)NR; (R,
S(O)¢Rio,  S(O)NRjoR;;,  NRoS(O)¢Ri1, (Co-Cs)amkmmen-NRoR;;, NR;(C(O)R;;, NR;(C(O)C(O)Ry,
NR(C(O)NR R}, -P(O)((C;-Cy)ankmi),, P(O)(apwmi),, -SiMes, SFs wimm OH, rioe ankum, ankujieH, apuil, rere-
POAPHIT U TETEPOLIUKIINI HeOOsI3aTeIbHO 3aMEIIeHBI OHIM HiTu Ootee Ro;

i aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCENHHMX aToMax yriiepoja, oOpa3yroT apriibHOE KOJBIIO,
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Heo0s3aTeIbHO 3aMeIleHHOe OJHUM Wi Oosiee Ro; mnm nBa Ry cCOBMECTHO, KOTIa HAXOAITCS Ha COCETHUX aTo-
Max yriepojia, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HeO0s3aTeNEHO 3aMEIIEHHOES OTHIM HIH Oosiee Ry; mim nmBa
Rg coBMecTHO, KOT/1a HAXOAATCS Ha COCEIHMX aTOMax YIiiepoJia, 00pa3yroT reTepOIUKIMIEHOE KOJIBIIO, HEOOsI-
3aTEJIbHO 3aMEIICHHOE OJHUM Hin OoJjiee Ro;

KXl Ry He3aBUCHUMO B KaxxaoM citydae BeiOpaH u3 D, (C-Cg)anmkuna, (C;-Cg)amkokcn, (Cs-Cg)uKino-
AJIKWJIa, TrajJorcHa, apuia, OH, CN, C(O)R](), C(O)NRI()R”, NR10C(O)R11, NR]()R”, S(O)quo, S(O)qNRl()R]l,
NRS(O)¢R11, okco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN nmm O-rerepoapuna, rie
AJKWI, apwil U IUKIOATKAI Heo0sA3aTelhbHO 3aMelleHbl OJHUM WU 0ojiee 3aMECTHTENSIMH, HE3aBUCHUMO BBI-
opanabiMu u3  (C;-Cg)amkmma, (C;-Cg)ankokcu, (C;-Cg)ranorenankmna, ramorena, apmia, NR;,C(O)Rs,
NR4S(0)¢R15, OH nmu CN;

win 8a Ry cOBMECTHO, KOT/]a HAXOMATCS HAa COCCIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIIO;
win 1Ba Ry COBMECTHO, KOTZIa HAXOIATCS Ha COCCIHUX aTOMaX yIrIIepoiAa, 00pa3yroT reTepOapribHOE KOJbBIIO;
win 1Ba Ry COBMECTHO, KOTIa HAXOJATCS HA COCEIHUX aToMax yriepozaa, 00pa3ytoT (C3-Cio)IHUKIOaNKIUIEHOS
KOJIBIIO;

Kaxaelii Rjp m R;; He3aBucumo B kaxkmom ciydae BbeIOpan w3 H, (C;-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmma, (Cy-Ci)ankmienapmia, (Cy-C,)ankunen-(Cs-Cg)uukmoankuna, (Cy-Cy)amKkuaeHreTepoIuk-
muna, (Cy-Cy)ankunenrerepoaprna wi CN, TIe amkui, aJKeHWI, aTKWHWI, aJKAJICH, ITUKI0aTKNI, TeTePOIIHK-
JIWJI, apwil B TeTEpPOapuil HeoOsI3aTEIbHO 3aMeleHbl OJHUM WM 00Jiee 3aMECTHTEISIMHU, HE3aBUCUMO BHIOpaH-
HeiMu U3 (Ci-Cg)ankuma, (C;-Cg)ankoxcu, (C,-Cg)ranorenankuna, (C,-Cg)ramorenankokc, (Cs;-Cg)IuKiIo-
ankuna, rerepounknuna, apuna, S(0)o(C,-Cy)ankuna, S(O){NR 4R 5, NR 4R 5, NR4C(O)R s, ranorena, OH unu
CN;

w Ry 1 Ry; cOBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amecTuTeNnIMU, BEIOpaHHBIMU 13 0Kco, C(O)(C;-Cs)amkmna mwim NR4NR5;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH u3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cy)ankunamna, (C;-C,)amkunen-(Cs;-Cg)umknoankuna, (Cy-Cy)ankunenrerepormkinmia, (Cy-C,)ankuincH-
apmia, (Cy-Cy)ankmrenrerepoaprina wid CN, re alkuil, aTKeHW, AIKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIWJT, apWJl ¥ TETepoapril He0OsM3aTEIbHO 3aMEIICHBI OJTHUM K Ooee R ¢;

ni R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEOOS3aTENhbHO 3aMEIICHHOE OTHUM HITH
ooinee Rg;

Kaxaplid R He3aBUCHMO B KaxaoMm ciydae BeiOpaH m3 D, (C,-Cy)ankmna, (C,-Cg)ankenuna, (C,-Cg)an-
KHHHNJIA, (C,-Cg)rasorenankunia, (C,-Cg)ankoxcw, (C,-Cg)ramoreHaakoxcH, C(0O)(C,-Cy)ankmna,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CRIQR“NRIQR“, OKCO, NRIQR“, S(O)q(cl-c6)aHKI/IHa, C(O)NRI()R“,
S(O)NRoR 1, NR;4C(O)R R 1, NRj(C(O)NR R nm OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCECIHHUX aToMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CIHUPOreTepOIUKIHILHOES
KOJIBIIO;

Kaxblii Ry; 1 Ry He3aBrCHMO B Kax oM ciry4dae npejactasiseT coboit H mmm (Ci-Cg)ankm,

ppasen 0, 1 wiu 2; u

Kaxp1i q paseH 0, 1 vm 2.

B npyrom Bapmanrte peanuzanuu coenuaeHus popmyisl (I) umerot ctpykrypy dopmyisr (If)

RG ) R5 R5'R1
gﬁ
O ap,

1 ux (hapMareBTUUCCKH pUEMIIEMbIE COJIA, THAPATHI, COJIBBATHI, TIPOJIEKAPCTBA, CTEPEON30MEPHI U TayTO-
MEpBHI, TIIe

X, mpencrasisiet coboit C, S umu S(O);

R, mpencrasnser coboit H, D, OH, SH, NH,, NH(C,-C,)ankun, N((C,-C,)ankmn), wmu F;

R, mpencrasnser coboit (C;-Cg)ankwmi, apui, rerepoapmi, (Cs;-Cg)umknoankmi, rereporuknmi, NRjoRy;
w OR, TIe aJIKuiI, apuJl, MUKIOANKHII M TeTSPOIMKIII He00sI3aTeIbHO 3aMeIeHBI OJHUM HiTH Oolee Rg;

Rs u Rs HeszaBucumo mpencraBisitor coboit H, D, (Ci-Cy)amkun, (C,-Cg)ankenun, (C,-Ceg)ankuHm,
(C;-Cg)ankokcn, (C-Cg)ramorenankui, (C;-Cg)raJoreHaaKOKCH UK TAIOTCH; WU

Rs u Rs coBMecTHO 00pa3yroT (Cs-Cg)IMKIOANKINIBHOE WIIA TETEPOIMKIMIBEHOE KOJBIIO, HEOOS3aTEIEHO
3aMeIeHHOe OJHUM WM 0oJiee 3aMeCTHUTENIsIMH, He3aBUCHMO BBIOpaHHBIMH U3 Tasorena, CN, (C;-Cq)ankuia,
OH, CH,0H, (Cy-C,)ankunen-O(C,-Cg)ankuna umu (Cy-C,)ankmreH-NR 7R 5;

R¢ HE3aBHCHMO Tipenctasisiet coboit H, D, ranoren, CN, NR ;R g, (C;-Cg)ankumn, (C,-Cg)ankokcu wim OH,
Korna X, MpeacTaBiseT coboi N;

KaxIplid Ry HEe3aBrCHMO B KaxkaoM ciydae BeiOpan u3 D, (C-Cg)anmkmmna, (C,-Cq)ankokcn, (C,-Cg)rayoren-
ankmna, (C;-Cg)ramorenamkokcu, (C;-Cj;)ankmineH-O(C;-Cy)ankmna, (Cy-C,)ankunenapuna, (Cy-Cy)ankuieH-
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rerepoapmwia, (C;-Cjo)umknoankmna, rerepouukimna, (Co-Cy)ankmneH-O-apuna, (Cy-Cy)ankmneH-O-rerepo-
apuna, O-(Cs-Cg)umknoankuna, S-rerepoapuna, ragorena, CN, C(O)R;y, CO(O)R;y, C(O)NRoR};, S(O)4R 10,
S(O){NRgR|;, NR;(S(O)4R11, (Co-Cs)ankmnen-NR oR;;, NR;(C(O)R;;, NR;(C(O)C(O)R,;, NR;(C(O)NR (R,
-P(O)((C,-Cg)ankui),, P(O)(apuin),, -SiMes, SFs umu OH, rae ankwi, aakuieH, apui, TeTepoapuil H TeTEPOITHK-
JIAJT HEOOSI3aTENIhHO 3aMeIEeHBI OQHUM HIIH 0oJiee Ry;

nik aBa Rg coBMecTHO, KOTJa HAaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s3aTeNTbHO 3aMeleHHOe OAHUM Win Oosiee Ro; mm mBa Ry coBMECTHO, KOT/Ia HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, 00pas3yloT reTepoapmibHOE KOJIbII0, HE00A3aTehbHO 3aMeIIeHHOe OTHUM win OoJiee Ro, nmu nBa
Rg coBMeCTHO, KOT/1a HAXOATCS Ha COCEIHUX aTOMax yriiepoja, 00pa3yroT TeTepOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTeJIbHO 3aMEeIleHHOE OIHMM Hu Ooliee Ro;

Kaxnaelii Ry He3aBucumMo B KaxaoMm ciydae BbeiOpaH u3 D, (Ci-Cylamkmna, (Ci-Cg)ankokcw,
(C5-Cg)uuknoankuna, rangorena, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR(C(O)R};, NRoR;;, S(O)qR 10,
S(O){NR R, NR;(S(O)4R, okco, -P(O)((C;-Cs)ankun),, -P(O)(apun),, SiMes;, SFs, O-apuna, CN nnu O-re-
Tepoapwiia, TJe allKWI, apil U MUKIOANKIII He0Os3aTeIbHO 3aMEICHBI OJTHIM HJIH 0O0Jice 3aMECTUTEISIMHE, He3a-
BucuMo BbeiOpaHHBIMH U3 (C-Cylankmia, (C;-Cg)amxokcu, (C;-Cg)ramoreHankmia, TrajloreHa, apwuia,
NR14C(O)R15, NR]4S(O)qR15, OH unu CN,

nin aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCENHHMX aToMax Yriiepoja, oOpa3yioT apuiibHOE KOJBIIO,
nnm 1Ba Ry COBMECTHO, KOTZIa HAXOATCS Ha COCEIHHMX aTOMax YIJIepoJia, 00pa3yloT reTepoapuibHOE KOJbIIO,
nm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOe
KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)anmkeHmia,
(Cy-Cy)ankunamna, (Cy-Cz)amkmnenapuina, (Cy-Cy)ankxmireH-(C;-Cy)umknoankmna, — (Cy-C,)ankuneHrerepo-
mukia, (Cy-Cy)ankunenrerepoapmia win CN, TIe aNKuil, alKeHW, alKAHUI, aJKUIICH, [TUKIOATKUI, TeTepo-
UK, apyl U TeTepoapril HeoOsI3aTeIhbHO 3aMEIICHBI OJHUM WIH OoJiee 3aMECTHUTEISIMH, HE3aBHCHUMO BBI-
opannabiMu u3 (Ci-Cy)ankmna, (C;-Cq)ankokcn, (C;-Cq)ranorenankuia, (C;-Cq)ramoreHankokcu, (C;-Cg)ukio-
ankuna, rerepounknuia, apuna, S(0)o(C,-Cy)ankuna, S(O)qNR 4R 5, NR 4R 5, NR|4C(O)R s, ranorena, OH unu
CN;

ni Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBII0, HEO0S3aTENhbHO 3aMEIICHHOE OJTHUM FITH
Oonee 3amMecTHTENSIMU, BRIOpaHHBIMH 13 0Kkco, C(O)(C,-C;)amkuna wiu NR4)NR5;

Kaxaeli Ry mw Rys HesaBucumo B kaxkmom ciydae BbeIOpaH m3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (C;-Cy)ankmieH(Cs-Cg)umknoankuna, (Co-Cy)ankunenrereponnkimna, (Co-C,)ankunenapuia,
(Cyp-Cy)ankunenrerepoapuina win CN, rae aikui, ajJKeHWI, aJKWHWI, aJIKWICH, HUKIOATKUI, TeTepOLUKINII,
apwiI U TeTepOapuIl HeoOsI3aTeIbHO 3aMEIICHBI OTHUM HITH OoJiee Ry¢;

w R4 1 Ri5 COBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
ooiee Rq;

KaxIblii Rj¢ He3aBUCUMO B KaxaoM ciydae BeIOpaH u3 D, (Ci-Cy)ankuna, (C,-Cy)ankenmna, (C,-Cq)an-
KUHUJIA, (Cy-Cg)rasorenankunia, (Cy-Cg)ankoxkcw, (C;-Cg)ramoreHaikoKcH, C(O)(C;-Cy)anmkma,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CR10R11NR10R11, OKCO, NR10R11, S(O)q(CI-CG)aHKHHa, C(O)NRI()RU,
S(0)(NR R, NRj4C(O)R R, NR;(C(O)NR R mmm OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yriepojaa, 00pa3yloT apHIbHOE KOJIBIIO;
nnm 1Ba Rjg coBMecTHO, KOTIa HAXOMATCS Ha COCEHUX aToMax yriiepojia, 00pa3yloT CIIHPOTETEPOITUKIMILHOE
KOJIBIIO;

Kaxabli Ry; 1 Ry He3aBrCcHMO B KaxoM ciry4dae npeactasiseT coboit H wmm (Cy-Cg)ankmr;

ppasen 0, | umu 2; u

Kaxplil q pases 0, 1 nnnm 2.

B npyrom Bapmanre peanuzanuu coequaeHus popmyist (I) umerotr ctpykrypy dpopmyist (Ig)

0O
OH
4 N
N
\ = N R
N N
) T
4
o (g,
U UX (apMareBTUYCCKH MPUEMJIICMBIC COJIU, THIPATHI, COJIBBATHI, MPOJICKAPCTBA, CTCPEOU30OMEPHI U TAyTO-
MEpHI,
roe R, mpencraBmser cobort (Ci-Cg)amkmn, apwi, rerepoapwi, (C;-Cg)IHKIOATKII, TeTePOIUKIILI,
NRoR}; mir OR g, T/IE QMKWII, apwil, MUKIOATKIIT U TETEPOIUKIINI He00s3aTeIbHO 3aMEIIeHBI OJJHUM K OoJiee
Rg;
R4 mpencrasnser coboit (C-Ce)amkmi, (Co-Cs)ankunenapwn, rerepoapu, (C;-Cg)uukmoankun, CDs win
TETEPOIMKIIIII, TJIe apHIl, TETEPOAPHJI, TETEPOLUKIINII U ITUKIOATKAI Heo0s3aTeIbHO 3aMeIeHBI OJTHAM I 00-

nee Ryy;
KaxIplid Ry HE3aBHCHMO B KaxkaoM cimydae BeiOpan u3 D, (C-Cg)anmkmna, (C,-Cq)ankokcwn, (C;-Cg)rasoren-
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ankmna, (C;-Cg)ramorenamkokcu, (C;-Cj;)ankmneH-O(C;-Cy)ankmna, (Cy-C,y)ankunenapuna, (Cy-C,)ankuieH-
rerepoapmwia, (C3;-Cjg)umkmoankuna, rereporummia,  (Cy-Cy)ankmnen-O-apuna,  (Cy-Cy)ankmien-O-
retepoapuna, O-(Cs;-Cg)mmknoankmia, S-retepoapmia, ramoreHa, CN, C(O)Rj;,, CO(O)R;;,, C(O)NRoR;;,
S(O)¢Ri0,  S(O)NRjoR;;,  NRoS(O)¢Ri1, (Co-Cs)amkmmen-NRoR;;, NR;(C(O)R;;, NR;(C(O)C(O)Ry,
NR(C(O)NR R}, -P(O)((C;-Cy)ankmi),, P(O)(apwmi),, -SiMes, SFs wimm OH, rioe amkun, ankujieH, apuil, rere-
POApHIT U TETEPOLUKIINI HeOOsI3aTeIbHO 3aMEIIeHbBI OMHIM HiTu Ootee Ro;

win aBa Rg coBMecTHO, KOTJa HaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s3aTeNTbHO 3aMeleHHOe OAHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOT/Ia HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HEO03aTeNEHO 3aMEIICHHOES OTHIM HIH Oosiee Ry; mim nmBa
Rg coBMecTHO, KOT/1a HAXOATCS HAa COCEIHUX aTOMax yriiepoja, 00pa3yroT TeTePOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTeJIbHO 3aMEIleHHOE OIHMM Hiu Ooliee Ro;

Kaxnaelii Ry He3aBucumMo B KaxaoMm ciydae BeIOpaH u3 D, (Ci-Cylamkmna, (Ci-Cg)ankokcw,
(C5-Cg)uuknoankuna, rangorena, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR(C(O)R};, NR;oR;;, S(O)qR 10,
S(O){NR R, NRpS(O)¢Ry1, oxco, -P(O)((Ci-Ce)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN umu O-
reTepoapuia, TIe AJIKWI, apuil U ITUKIOATKUI HeoOs3aTebHO 3aMeIleHbl OJHUM M 00Jiee 3aMECTUTEISIMH,
He3aBucuMO BbIOpaHHBIME U3 (C,-Cg)amkuma, (C;-Cg)ankokcu, (C;-Cq)ramoreHaikmia, TaloTeHa, apuia,
NR14C(O)R15, NR]4S(O)qR15, OH unu CN,

nik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nim 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEHUX aToMax yriepoja, o0pasyloT TeTepoapriibHOE KOJIBIIO;
nm 1Ba Ry COBMECTHO, KOTJla HAXOASATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOe
KOJIBIIO;

kaxaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Co)ankunamna, (Cy-Cz)amkmnenapuina, (Cy-Cy)ankxmireH-(C;-Cy)uuknoankmna, — (Cy-C,)ankuneHrerepo-
mukia, (Cy-Cyankunenrerepoapria win CN, TIe alKuil, alKeHW, alKAHUI, ajJKUIICH, [TUKIOATKII, TeTepo-
UK, apWl U TeTepoapmil HeoOsI3aTeIbHO 3aMEIICHBI OJHUM WIH OoJiee 3aMECTHUTEISIMH, HE3aBHCHUMO BBI-
opannueiMu u3 (C;-Cy)ankmna, (Ci-Cg)amkokcu, (C;-Cq)ramorenankuna, (C;-Ce¢)ramorenankokcu, (Cs;-Cg)Iukio-
ankuna, rerepounknuia, apuna, S(0)o(C,-Cy)ankuna, S(O)qNR 4R 5, NR 4R 5, NR14C(O)R s, ranorena, OH unu
CN;

nin Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponuKIMIbHOE KOJIBII0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FUTH
Oonee 3amMecTHTENIMU, BRIOpaHHBIMH 13 0kco, C(O)(C,-C;)amkuna wiu NR4)NR5;

Kaxaelid R, He3aBHCcHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cq)ankuia, (C;-Cy)ankokcu, (C,-Cq)rano-
rerankmna, (C;-Cg)umkioankuna, apwia, rerepoapwia, O-apwra, O-retepoapmina, O-TeTepOIUKIIIIA,
O-(Cg-Cg)HI/IKﬂoaHKI/IHa, S(O)quo, (CHz)pC(O)ORlo, C(O)NR14R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR4C(O)OR 5, NR4SOgR 9, NR4COR, ranorena, -P(O)((C;-Co)ankun),, -P(O)(apun),, SiMes, SFs unu OH,
TJIe aITKWJI, apwil, TETSPOAPIIT U UKIIOAIKIIT He00s3aTeIbHO 3aMEIICHBI OTHUM Win Oonee Ris3;

Kaxnaelii R;; HesaBucuMo B kaxaoMm cimydae BeiOpaH w3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C;-Cg)ankokcu, ranorena, (C;-C¢)ranorenankokcu, (C;-Cy4) THIPOKCHATKWIA, TETEPOIMKIIA, TeTePOapHIIa,
apuma, ORy;, C(O)Ry4, C(O)NR4Ris5, NRyyRjs, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NRyC(O)NR R s,
NR4C(O)OR s, -P(O)((C;-Cg)ankuin),, P(O)(apui),, -SiMe;, SFs unmu CN, T11e alKwl, IUKIOATKWI, apuil, TeTe-
POLMKJIMI W TeTepoapui 3aMeIIeHbl OJHUM WX OoJiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 i NR14R15;

i Ba Ri; coBMecTHO, KOT/Ia HAaXOIATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlUKIMIbHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oosee Rq; win naBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEIHUX aTOMaX yriiepoia, 00pa3yIoT reTepoapiibHOS KOJBIO, HE00A3aTEIIFHO 3aMEIICHHOE OJHUM WIH Oolee
R¢; mm mBa Ri3; COBMECTHO, KOTJ]a HAXOATCS HA COCEIHUX aTOMax yriepoja, 00pa3yrT CIHPOTeTEPOIMKIIIIL,
Heo0s3aTeIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Co)ankunmna, (C;-C,)amkunen-(C;-Cg)mknoankuna, (Cy-Cy)ankunenrerepormkinmia, (Cy-C,)ankuincH-
apmia, (Cy-Cy)ankmirenrerepoaprina wid CN, rae alkuil, aTKeHW, JIKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIWJT, apWJl ¥ TETepoapril He0OsM3aTEIbHO 3aMeIICHBI OJTHUM HITH Oosee R ¢;

ni R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FITH
ooisee Rq;

Kaxaplid R He3aBuCHMO B KaxaoMm ciydae BeiOpaH m3 D, (C;-Cy)ankuna, (C,-Cg)ankenuna, (C,-Cg)an-
KHHUJIA, (C,-Cg)rasorenankunia, (C,-Cg)ankoxcw, (C,-Cg)ramoreHaakoxcH, C(0O)(C,-Cy)ankuna,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CRIQR“NRIQR“, OKCO, NRIQR“, S(O)q(cl-c6)aHKI/IHa, C(O)NRI()R“,
S(O)NRoR 1, NR;4C(O)R R 1, NRj(C(O)NR R, nm OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCECIHHUX aToMax YTIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CIHUPOreTePOIUKIHILHOE
KOJIBIIO;

ppasen 0, | umu 2; u

Kaxp1i q paseH 0, 1 vm 2.

B npyrom Bapmante peanuzanuu coenuaeHust popmyisl (1) umerot ctpykrypy dopmysl (Ih)
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(@]
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" Ux (I)apMaHeBTI/I‘IeCKI/I HpI/IeMJIeMLIe COJIn, FI/II[paTLI, COJIbBATHI, nponeKapCTBa, CTepeOI/BOMepH nu TaYTO-
MEDHI,
rae

R, mpencrasmsier coboit (C,-Cg)amkmi, apwi, rerepoapm, (C;-Cg)rmknoankui, rerepormknmi, NRgR
nmu OR |, TI€ anmKum, apuit, TUKI0ATKUI B TEeTEPOIMKIHI He00A3aTeIbHO 3aMeleHbl OTHUM M Oosee Rg;

R4 mpencrasnser coboit (C-Ce)amkmi, (Co-Cs)ankunenapwn, rerepoapud, (C;-Cg)uukmoankmin, CDs win
TETEPOIMKIIIII, TJIe apHII, TETEPOAPHJI, TETEPOLUKIINII U ITUKIOATKAI Heo0s3aTeIbHO 3aMeIeHBI OJTHUM I 00-
nee Rys;

KaxIplid Rg HE3aBHCcHMO B KaxaoMm ciaydae BbiOpaH mu3 D, (C;-Cgankuna, (C-Cq)ankokcu, (C-Cq)rano-
rerankmia, (C-Cg¢)ramorenankokc, (C;-C;)ankmieH-O(C;-Cq)ankuna, (Cy-Cy)ankunenapmna, (Cy-C,)anxuneH-
rerepoapmwia, (C;-Cjo)umknoankmna, rerepouukimna, (Cy-Cy)ankumneH-O-apuna, (Cy-Cy)ankmneH-O-rerepo-
apuna, O-(Cs-Cg)umknoankuna, S-rerepoapuna, ragorena, CN, C(O)R;y, CO(O)R;y, C(O)NRoR};, S(O)4R 10,
S(O){NR R}, NR(S(O)¢R 11, (Co-Cs)amkmmen-NRoR;;, NRj4C(O)R;;, NR;C(O)C(O)R};, NR|(C(O)NR R},
-P(0)((C,-Cy)ankmn),, P(O)(apun),, -SiMes, SFs wru OH, rie amkui, ankuiieH, apui, FeTepoapri U TeTePOIIHK-
JIUT HeoOs3aTeIbHO 3aMEeIeHbl OMHUM WK Ooiee Ro;

nik aBa Rg coBMecTHO, KOTJa HaXOJATCS Ha COCEIHHMX aToMax yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s13aTeNTbHO 3aMeIeHHOe OHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOTIa HAXOMSITCA Ha COCETHUX aTo-
Max yriepoja, o0pas3yloT reTepoapuiabHOe KOJBII0, HE00A3aTeNbHO 3aMENIeHHOE OTHUM WiIu O0ojee Ry; nimm nBa
Rg coBMecTHO, KOoT/1a HAXOAATCS Ha COCEIHMX aTOMax YIiiepoJia, 00pa3yroT reTepOIKIMIIEHOE KOJIBIIO, HEOOsI-
3aTeNLHO 3aMeNIeHHOE OAHIM HiTu Ooitee Ro;

Kaxnaelii Ry HezaBucuMo B kaxaom ciydae Beiopad u3 D, (C-Cg)ankmna, (C;-Cg)ankokcn, (C;-Cg)mk-
noankuna, ranorexa, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR;(C(O)R;, NRoR 1, S(O)¢R 19, S(O)gNR; R,
NR4S(O)¢R11, oxco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN nmu O-rerepoapuna, riae
QNKWI, apiil ¥ NUKIOATKHII HEoOs3aTeIbHO 3aMCIICHBI OJJHUM I 0oJiee 3aMECTHUTEIISIMU, HE3aBUCUMO BBI-
opanabiMu u3  (C;-Cg)amkmma, (C;-Cglankokcu, (C;-Cg)rajmorenankmia, ramorena, apmna, NR;,C(O)R;s,
NR4S(0)¢R15, OH nmu CN;

nik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEHUX aToMax yriepoja, 00pa3yloT TeTepoapriibHOE KOJIBIIO;
nm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOe
KOJIBIIO;

Kaxaeli Rjp m R, He3aBucumo B kaxkmom ciydae BbeIOpan m3 H, (C;-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmma, (Cy-Ci)ankwmienapmia, (Cy-C,)ankunen-(Cs;-Cg)uukmoankmna, (Cy-C,4)amKkuaeHreTepoIuK-
muna, (Cy-Cy)ankunenrerepoapuia i CN, rae ankui, aJKeHWI, alKUHWI, ajJKuiIeH, TUKIOaIKUI, TeTePOLHK-
JIAJI, apWI U TETepOapui HeoOs3aTeIbHO 3aMEIeHBl OJHUM WU 00Jiee 3aMECTHTEIISIMU, HE3aBHCHMO BBIOpaH-
HeiMH u3 (C;-Cg)amkuna, (C;-Cq)amkokcu, (C;-C¢)ramorenankmna, (C;-Cq)ranmorenankokcu, (C;-Cg)uukio-
anKuna, rerepormknuia, apuna, S(0)y(C,-Csy)ankuna, S(O)gNR 4R s, NR4Rs5, NR14C(O)R;s, ranorena, OH nnu
CN;

w Ry 1 Ry; cOBMecTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amMecTHTENSIMU, BRIOpaHHBIMH 13 0Kco, C(O)(C,-C;)amkuna wiu NR4)NR5;

Kakaeli R, HezaBucmMo B kaxknoMm ciydae BbIOpan m3 D, (C;-Cyankwmma, (C;-Cg)amkokcw,
(Cy-Cg)ramorenankuna, (C;-Cg)umknmoankuna, apwia, rerepoapmia, O-apwa, O-rerepoapuna, O-
TCTCPOLUKITHIIA, O-(C3-Cg)]_II/IK.HOEUIKI/IHa, S(O)quo, (CHz)PC(O)ORlo, C(O)NR14R15, S(O)qNR14R15, NR]4R]5,
NR14C(O)NR14R15, NR]4C(O)OR10, NR14SOqR10, NR]4COR]0, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z,
SiMe;, SFs wmu OH, rae amkui, apui, TeTepoapuil U NUKIOATKIIT He00sI3aTeIbHO 3aMEIICHBI OJTHIM HJIH OoJiee
Rys;

Kaxnaplii R;; HesaBucuMo B KaxkaoMm cimydae BeiOpan u3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C;-Cg)ankokcu, ranorena, (C;-C¢)ranorenankokcu, (C;-Cy4) THIPOKCHATIKWIA, TETEPOIMKIIAIA, TeTePOaApHIIa,
apuna, ORy;, C(O)Ry4, C(O)NR4Ris, NRiyR;s5, S(O)qR14, NR4S(O)qRis, S(O)NR4Rys, NR;C(O)NR 4R,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apun),, -SiMe;, SFs wim CN, rae aikui, [UKIOaTKWI, apuil, TeTe-
POLMKJIMI W TeTepoapui 3aMelIeHbl OJHUM WX Oojiee 3aMECTHTEISIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cCOBMeCTHO, KOT/Ia HAaXOATCS Ha COCEIHUX aToMax yriepoja, 00pa3yloT TeTepOlUKINIbHOES
KOJIBIIO, HEOOSM3aTeIbHO 3aMEIIeHHOe OHUM MK Oosee Rq; wim nBa R;3 coBMecTHO, KOTra HaXOAsITCsS Ha CO-
CEJHMX aTOMax YIJIepoJia, 00pa3yloT reTepoapuibHOe KOJIbI0, HEO0S3aTeNhbHO 3aMEeNIeHHOe OJHUM WiH Ooliee
Ry6; mim 1Ba R |3 COBMECTHO, KOTZIa HAXOSATCS Ha COCETHUX aToMax yriepoja, 00pa3yloT CIIHPOTETEPOITUKITIIL,
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Heo0s3aTeIbHO 3aMEIeHHBIN OMHUM WK OoJiee Rg;

kaxaeld Ry, m Rys HezaBucuMo B kaxkaom ciyuae BbIOpaH u3 H, (C;-Cy)ankuna, (C,-C¢)ankeHuna,
(Cy-Cy)amkunamna, (C,-Cy)amkmneH-(Cs-Cg)rukmnoankuna, (Cy-Cy)ankunenrereporukinmig, (Cy-Cy)ankuieH-
apuia, (Cy-Cy)ankmrenrerepoaprina wid CN, Tae alkuil, aTKeHW, JIKHHII, aJTKWICH, ITUKI0aTKUI, TeTePOITHK-
JIWJT, apWJl ¥ TeTepoapril He0OsM3aTEIbHO 3aMeICHBI OJTHUM HITH Ooee R ¢;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBII0, HEOOS3aTENhHO 3aMEIICHHOE OJTHUM FITH
ooinee Rq;

Kkl R He3aBHCHMO B KaxaoMm ciydae BeiOpaH u3 D, (C,-Ce)ankuna, (C,-Cg)amkennna, (C,-Cq)ai-
kunamia, (Ci-Cg)ranorenankuia, (C;-Cy)amkoken, (C;-Cg)ranorenankokcu, C(O)(C;-C;)ankmma, NHC(O)(C;-Cy)an-
KHIia, CN, CH2CN, CR]()R]]NR]()R“, OKCO, NR]()R“, S(O)q(cl-c6)aﬂKI/IHa, C(O)NRI()R“, S(O)qNRloR“,
NRIQC(O)RI()R“, NRIQC(O)NRIQR“ HIIn OH,

win 1Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CIHUPOreTePOIUKIHILHOES
KOJIBIIO;

ppasen 0, 1 wiu 2; u

Kaxp1i q pasen 0, 1 vm 2.

B npyrom Bapmante peanuzanuu coenuaeHust hopmyisl (I) umerot ctpykrypy dopmysl (1i)
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(R12)r (1),
1 ux (hapMareBTHICCKH pUEMIIEMbIE COJIH, THAPATHI, COJIBBATHI, IPOJIEKAPCTBA, CTEPEON30MEPHI U TAyTO-

MEpHI,

rae Y npencrasisier coboit CH wmm N;

R, mpencrasnser coboit (C;-Cg)ankwmi, apui, rerepoapmi, (Cs;-Cg)umknoankmi, rereporuknmi, NRjoR
wi OR, TIe aJIKuiI, apuil, MUKIOANKHI M TeTSPOIMKIII He00sI3aTeIbHO 3aMeIeHBI OJHUM HiTH Oolee Rg;

Kax bl Ry He3aBucHMO B KaxkaoM cirydae Beiopan u3 D, (Ci-Cg)ankuna, (C;-Cg)anmkokcu, (C;-Cq)ranores-
ankmna, (Ci-C¢)ranorenankokcu, (C;-C;)amkmieH-O(C-Cy) ankuna, (Cy-C,lankunenapuna, (Cy-C,)ankuicH-
rerepoapmwia, (C;-Cjo)umknoankmna, rerepouukimna, (Co-Cy)ankumneH-O-apuna, (Cy-Cy)ankuneH-O-rerepo-
apuna, O-(C;-Cg)unknoankuna, S-retrepoapuna, ragorena, CN, C(O)R;y, CO (O)R;y, C(O)NR;R;;, S(O)4R 1o,
S(O){NRoR;, NR;(S(O)4R11, (Co-Cs)ankunen-NR oR;;, NR;(C(O)R;;, NR;(C(O)C(O)R,;, NR;(C(O)NR (R,
-P(O)((C,-Cg)anxui),, P(O)(apwmin),, -SiMes, SFs umu OH, rae ankwi, ankuieH, apuil, TeTepoapuil H TeTEPOITHK-
JIAJI HEOOSI3aTENIHHO 3aMeIEeHBI OHUM HIIH 0oJiee Ry;

nin aBa Rg coBMecTHO, KOTJa HaXOJATCS Ha COCEAHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s13aTeNTbHO 3aMeIeHHOe OHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOTIa HAXOmsITCA Ha COCETHUX aTo-
Max yriepojia, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HE00s3aTeNFHO 3aMEIICHHOES OTHIM HIH Oosiee Ry; mim nmBa
Rg coBMecTHO, KOT/1a HaXOISATCS HAa COCEIHUX aTOMax yriiepoja, 00pa3yrT TeTePOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTeNILHO 3aMEIleHHOE OIHMM MU Ooliee Ro;

Kaxnaplii Ry He3aBucumo B KaxaoMm ciydae BeIOpaH u3 D, (Ci-Cylamkmma, (Ci-Cg)ankokcw,
(C5-Cg)uuknoankuna, rangorena, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR(C(O)R};, NRoR;;, S(O)qR10,
S(O){NRoR1, NRpS(O)¢Ry1, oxco, -P(O)((Ci-Ce)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN umu O-
reTepoapuia, TIe AJIKWI, apuil U ITUKIOAJIKHI HeoOs3aTebHO 3aMeIleHbl OJHUM M 00Jiee 3aMECTUTEISIMH,
HezaBucuMoO BbIOpaHHBIME U3 (C,-Cg)amkuma, (C;-Cg)ankokcu, (C;-Cq)ramoreHaikmia, TalloTeHa, apuia,
NR14C(O)R15, NR]4S(O)qR15, OH unu CN,

wik aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCETHUX aToMax yriepoja, 00pa3yloT TeTepoapriibHOE KOJIBIIO;
nm 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS Ha COCENHUX atoMax yriepona, oopasyioT (Cs;-Cio)IUKIoaIKuiIbHOS
KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cy)ankunamna, (Cy-Cz)amkmnenapuina, (Cy-Cy)ankxmireH-(C;-Cy)umknoankmna, — (Cy-C,)ankumneHrerepo-
mukia, (Cy-Cyankunenrerepoapmia win CN, TIe aNKuil, alKeHW, aTKAHUI, aJKUICH, [TUKIOATKUI, TeTepo-
UK, apyWl U TeTepoapril HeoOsI3aTeIbHO 3aMEIICHBI OJHUM WIH OoJiee 3aMECTHUTEISIMH, HE3aBHCHUMO BBI-
opannabMu u3 (Ci-Cy)ankmna, (C;-Cq)ankokcn, (C;-Cq)ranorenankuia, (C;-Cq)ramoreHankokcu, (C;-Cg)ukio-
ankuna, rerepounknuia, apuna, S(0)o(C,-Cy)ankuna, S(O)qNR 4R 5, NR 4R 5, NR|4C(O)R 5, ranorena, OH unu
CN;

nii Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEO0S3aTEIhbHO 3aMEIICHHOE OJTHUM FITH
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Oonee 3amecTuTeNIMU, BEIOpaHHBIMU 13 0kco, C(O)(C;-Cs)amkmna mwim NR4NRs;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpan u3 D, (C-Cg)ankuna, (Ci-Cy)ankokcu, (C;-Cq)ramno-
reHankmina, (Cs;-Cg)umkmoankwia, apwia, Trerepoapwia, O-apwma, O-retepoapuia, O-TeTepOIUKIINIIA,
O-(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORlo, C(O)NR]4R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR14C(O)OR10, NR]4SOqR10, NR14COR10, TaJIorcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apI/UI)z, SiMe3, SF5 i OH,
T7Ie aJKWJI, apyil, TETEPOaPIT ¥ MUKJIOAIKIIT HE00s3aTeTbHO 3aMeIIeHbI OJHUM HWiTH Ooiiee R3;

Kaxaelid R;; HezaBucmMO B Kaxaom ciiydae BeiOpan w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-Cq) THIAPOKCHAIKHIIA, TETEPOIMKINIIA, TeTepoapuiIa,
apuna, ORyy, C(O)Ry4, C(O)NR4Ris, NRyyRys5, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NRi;C(O)NR 4R,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apmn),, -SiMe;, SFs wim CN, rae aikui, [MUKIOaTKWI, apuil, TeTe-
POLIMKIIMII M TETepoapwyi 3aMeIICHbl OJHHM Wi OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

win 1Ba Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax Yriepoja, 00pa3yrT TeTepOIMKIMIEHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oonee Rq; win naBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEJHUX aTOMax YIJIepojia, 00pa3yloT reTepoapuibHOe KOIbI0, HEOOS3aTeNhbHO 3aMeleHHOe OJHUM WiH Ooliee
R6; mim 1Ba R |3 COBMECTHO, KOTZIa HAXOSATCS Ha COCETHUX aToMax yriepoja, 00pa3yloT CIIHPOTETEPOITUKITIIL,
HeoO0s3aTeIbHO 3aMEeIECHHBIH OHUM HIIH 0oiiee R ¢;

Kaxaeli Ry m Rys HesaBucumo B kaxkmom ciydae BbeIOpan m3 H, (Ci-Cg)amkuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (C;-C,)ankmnen-(C;-Cg)uknoankunia,

(Cop-Cypankunenrereporuknmia, (Cy-Cyankmienapuna, (Cy-C,)ankunenrerepoapuia win CN, re amkud,
ANKCHW, aJKUHUJ, aJIKWICH, IUKIIOATKII, TeTCPOIMKIIMI, apii ¥ TeTePOapuil HEOOsI3aTeIbHO 3aMEIICHBI OJ1-
HUM WH 6ojee R 4;

w R4 1 Ri5 COBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJTH
ooiee Rq;

Kaxaplii Rjs HezaBucumMo B Kaxaom ciydae BeiOpaH w3 D, (C;-Cg)amkmna, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmma, (C,-Cg)ranorenankmna, (C;-Cg¢lankoxcu, (C;-Cg)ramorenankokcu, C(O)(C;-Cs)ankmia,
NHC(O)(CI-C4)3HKI/IH3, CN, CH2CN, CR10R11NR10R11, OKCO, NR10R11, S(O)q(CI-CG)aHKHHa, C(O)NRI()RU,
S(0)(NR R, NRj4C(O)RoR 1, NR;(C(O)NR R mmm OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yIiepojaa, o0pas3yloT apHIbHOE KOJIBIIO;
e 1Ba R;g coBMecTHO, KOTIa HAXOMATCS Ha COCEHUX aToMax yriiepojia, 00pa3yloT CIIHPOTETEPOITUKIMILHOE
KOJIBIIO;

ppasen 0, | umu 2; u

Kaxnplil q pasex 0, | unu 2; u

rpasen 0, 1,2, 3,4 unu 5.

B npyrom Bapuanre peanuzanuu coequaeHus popmyisl (I) umerot ctpykrypy dopmyist (1j)

o}

OH

4 | N
) N R
57T
-~
(Riz) (1),

1 ux (hapMareBTUICCKH pUEMIIEMbIE COJIA, THAPATHI, COJIBBATHI, TIPOJIEKAPCTBA, CTEPEON30MEPHI U TAyTO-
MEpBHI, TIIe

Y npenacrasnset co6oit CH mmm N;

R, mpencrasnser coboit (C;-Cg)ankwmi, apui, rerepoapmi, (Cs;-Cg)umknoankmi, rereporukmmi, NRjoRy;
wi OR, TIe aJIKuI, apuJl, MUKIOANKHII M TeTSPOIMKIIII He00sI3aTeIbHO 3aMeIleHBI OJHUM HiTu Oolee Rg;

Kax bl Rg He3aBucHMO B KaxkaoM citydae Beiopan u3 D, (Ci-Cg)ankuna, (C;-Cg)anmkokcu, (C;-Cq)ranores-
ankmna, (C;-Cg)ramorenamkokcu, (C;-C;)ankmneH-O(C;-Cy)ankmna, (Cy-C,y)ankunenapuna, (Cy-Cy)ankuieH-
rerepoapmwia, (C;-Cjo)umknoankmna, rerepouukimna, (Co-Cy)ankuneH-O-apuna, (Cy-Cy)ankmneH-O-rerepo-
apuna, O-(Cs-Cg)umknoankuna, S-rerepoapuna, ranorera, CN, C(O)R;y, CO(O)R;y, C(O)NR¢R};, S(O)qR 10,
S(O){NRgR;, NR;(S(O)4R11, (Co-Cs)ankmnen-NR oR;;, NR;(C(O)R;;, NR;(C(O)C(O)R,;, NR;(C(O)NR (R,
-P(O)((C,-Cg)ankui),, P(O)(apwmin),, -SiMes, SFs umu OH, rae ankw, aakuieH, apuil, TeTepoapuil H TeTEPOITHK-
JIAJI HEOOSI3aTENIhHO 3aMeIEeHBI OHUM HIIH 0oJiee Ry;

nin aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCENHHMX aToMax Yriiepoaa, oOpa3yroT apriibHOE KOJBIIO,
Heo0s3aTeIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mnm nBa Ry cCOBMECTHO, KOTIa HAXOAATCS Ha COCETHUX aTo-
Max yriepoja, 00pa3yroT TeTepoapuiIbHOE KOJIBIIO, HEO0s3aTeNEHO 3aMEIICHHOES OTHIM MIH Oosiee Ry; mim nmBa
Rg coBMecTHO, KOT/1a HAXOSATCS HAa COCEIHUX aTOMax yriiepoja, 00pa3yroT TeTepOIHKIMIEHOE KOJBIIO, HEOO0s-
3aTeNILHO 3aMEeIleHHOE OIHMM MU Ooltee Ro;
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Kaxabelii Ry HezaBucuMo B KaxaoM cirydae Beiopa u3 D, (C-Cg)ankuna, (C;-Cq)ankokcu, (Cs;-Cg)rukino-
AJIKWJIa, TraJIoreHa, apuia, OH, CN, C(O)R](), C(O)NRI()R“, NRIQC(O)R“, NR]()R“, S(O)quo, S(O)qNRloR“,
NRS(O)¢R11, okco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN nmi O-rerepoapuna, rie
AJKWI, apwil U IUKIOATKAT Heo0sA3aTeIhbHO 3aMelleHbl OJHUM MU 0ojiee 3aMECTHTENSIMH, HE3aBUCHMO BBI-
opanaeiMun 13 (C;-Cy)ankmma, (C;-Cglankokcu, (C,-Cq)ramoreHankuna, ranoreHa, apwia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

wik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
nin 1Ba Ry COBMECTHO, KOTJIa HAXOAATCS HAa COCEIHUX aToMax yriepoja, 00pa3yloT TeTepoapriibHOE KOJIBIIO;
win aBa Ry COBMECTHO, KOTIa HAXOJATCS HA COCEIHUX aToMax yriepozaa, 00pa3yroT (C3-Cio)IHUKIOaNKHIEHOS
KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaom ciydae BeiOpaH u3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Co)ankunamna, (Cy-Cz)amkmnenapuina, (Cy-Cy)ankmireH-(C;-Cy)umknoankmna,  (Cy-C,)ankuneHrerepo-
mukia, (Cy-Cy)ankunenrerepoapmia win CN, TIe aNKuil, alKeHW, aTKUHUI, aJKUIICH, [TUKIOATKUI, TeTepo-
UK, apyWl U TeTepoapril HeoOsI3aTeIbHO 3aMEIICHBI OJHUM WIH OoJiee 3aMECTHUTEISIMH, HE3aBHCHUMO BBI-
opanueiMu u3 (C;-Cy)ankwmna, (C;-Cg)amkokcu, (C;-Cq)ramorenankuna, (C;-Ce¢)ranorenankokcu, (Cs;-Cg)Iukio-
ankuna, rerepounknuia, apuna, S(0)o(C,-Csy)ankuna, S(O)qNR 4R 5, NR 4R 5, NR|4C(O)R s, ranorena, OH unu
CN;

ni Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEOOS3aTENhbHO 3aMEIICHHOE OTHUM FITH
Oonee 3amMecTHTENSIMU, BRIOpaHHBIMH 13 0kco, C(O)(C,-C;)amkuna wiu NR4)NR5;

Kakaeld Ry, He3zaBucuMo B kaxknmoMm ciydae BeIOpan m3 D, (C;-Cyankwmma, (C;-Cg)amkokcw,
(Ci-Co)ramorenankuna, (C;-Cg)umkioankmna, apwiaa, rerepoapmna, O-apmina, O-rerepoapmma, O-
rereporpknuna, O-(Cs-Cg)uuknoankuna, S(O)qRi9, (CH2),C(O)OR;y, C(O)NR4R;5, S(O){NR4R;s, NRi4R s,
NR14C(O)NR14R15, NR14C(O)OR10, NR14SOqR10, NR14COR10, rajorcHa, -P(O)((CI-C6)EU'IKI/IJ'I)2, -P(O)(apI/IJ'I)z,
SiMe;, SFs wmu OH, rae amkui, apui, TeTepoapuil U NUKIOATKIIT He00sI3aTeIbHO 3aMEIICHBI OJTHIM HJIH OoJiee
Rys;

Kaxaeld R;; HezaBucmMo B Kaxkaom ciiydae BeiOpaH w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-Cq) THIAPOKCHATKHIIA, TETEPOIMKINIA, T€TepOapuiIa,
apuma, ORy;, C(O)Ry4, C(O)NR4Ris5, NRyyRjs, S(O)qR14, NR4S(O)¢Ris, S(O)NR4Rs, NRyC(O)NR R s,
NR4C(O)OR s, -P(O)((C;-Cg)ankuin),, P(O)(apui),, -SiMe;, SFs unmu CN, T11e alKwl, IUKIOATKWI, apuil, TeTe-
POLIMKJIMI W TeTepoapui 3aMeIIeHbl OJHUM WX OoJiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

win aBa Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax YIiepoja, 00pa3yroT TeTepOIMKIMIEHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oosee Rq; win naBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEJIHUX aTOMaX yriiepoia, 00pa3yIoT reTepoapiibHOS KOJBI0, HE00A3aTEIIFHO 3aMEIICHHOE OJHUM WK Oolee
R¢; mm mBa Ri3; COBMECTHO, KOTJ]a HAXOATCS Ha COCEIHUX aTOMax yriiepoja, 00pa3yrT CIHPOTEeTEPOIMKIIAIL,
Heo0s3aTeIbHO 3aMEIeHHBIH OMHUM WK 6oJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmma, (C;-Cy)amkunen-(Cs;-Cg)umknoankmia, (Co-C,)ankunenrereporuiinmia, (Cy-C,)ankuinen-
apmna, (Cy-Cy)ankmrenrerepoaprina wid CN, rae alkuil, aTKeHW, ATKHHII, aJIKWICH, ITUKI0aTKUI, TeTePOITHK-
JIWJT, apWJl ¥ TeTepoapril He0OsM3aTEIbHO 3aMEIICHBI OJTHUM K Ooee R ¢;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FITH
ooisee Rq;

KaxIplii Rjg He3aBuCHMO B KaknoM cirydae BeiOpaH u3 D, (C;-Cglamkmna, (C,-Cg)ankenuna, (C,-Ce)anku-
amna, (C;-Cg)ramorenankmna, (C;-Cg)amkokcn, (C;-Cg)ranorenankokcu, C(O)(C-Cs)ankmma, NHC(O)(C;-Cy)an-
KuJa, CN, CHch, CR10R1 INRIQR“, OKCO, NR]()R“, S(O)q(cl-c6)aﬂKI/IHa, C(O)NR]()RH, S(O)qNRl()R“,
NRIQC(O)RI()R“, NRIQC(O)NRIQR“ HIIn OH,

win 1Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToOMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
WK 1Ba R4 COBMECTHO, KOT/Ia HAXOAATCSA HAa COCEIHUX aToMax yriepoja, 00pa3yroT CHHUPOreTepOUUKIHILHOE
KOJIBIIO;

ppasen 0, 1 wiu 2; u

Kaxpli  paseH 0, 1 v 2; u

rpasen 0, 1,2, 3, 4 wm 5.

B HexoTOpBIX BapmaHTax peanm3anuu Gopmys, MPUBEACHHBIX BBINIE, X; TpeacTaBisger coboir C, S wiu
S(O). B apyrom BapmanTe peanuzanuu X; npenctarisier coboit C. B eme omHOM BapuaHTe peanm3aniu X
npezcTaBisieT coboit S. B npyroM BapuanTe peanusannu X, npeactasisiet coboit S(O).

B HexoTophIX BapuaHTax peamusanuu (HopMys, MPUBEICHHBIX BhINIE, X, mpeacraBiset coboit N. B mpy-
TOM BapHaHTe peanu3anun X, npeacrasiser coboit CRy.

B HekoTophIX BapuaHTax peanuzanuu (GOpMYyII, IPUBEICHHBIX BhIme, R; npencrasiser coboit H, D, OH,
SH, NH,, NH(C,-C,)ankun, N((C;-C4)ankun), unu F. B npyrom Bapuante peanuzanuu R, mpencrasuser coboit
OH, SH, NH,, NH(C,-C,)ankui, N((C,-C,)ankun), unmu F. B npyrom Bapmante peannsamuu R; npencrasmnseT
coboit OH, SH, NH,, NHCH;, NHCH,CHj3, N(CHs),, -N(CH,CHs), nunu F. B apyrom Bapuanrte peanuzanuu R,
npencrasisieT coboirt OH, NH,, NHCH;, N(CHj3), wim F. B apyrom Bapuante peanuzanuu R, mpeacraBiseT co-
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601t OH, NH, mmu F.

B HekoTophIX BapuaHTax peanm3anuu (QOpMyJs, TPUBEACHHBIX BhINIC, R, mpeacraBmser coboii
(C-Cg)ankumn, apwun, rerepoapmi, (C;-Cg)umkmoankmi, rerepormiimi, -NR R, nmn OR,y. B nannom Bapuanre
peaNM3anyy ajJKuIl, apwl, UKIOATKWII U TEeTEPOLUKIIAI He0Os3aTeIbHO 3aMeEIIeHbBI OJHIM HiTh Ootee Rg.

B HekoTOphrIX BapuaHTax peanu3anuu (Gopmys, MPHUBEACHHBIX BhINIE, R; mpenactaBmser coboit D,
(Cy-Cg)anxun, (C,-Co)amkenun, (C,-Colankuami, (C;-Cglankokcu, (C-Cq)ramorenankmi, (C;-Cg)ramoren-
ankokcu, apwi, rerepoapui, (Cs-Cg)mukmnoankun, rerepouuxsmia, CN, OH, C(O)R;;, C(O)OR;;, OC(O)OR;5,
OC(O)NR 7R3, NRy7R;5, NR;C(O)Ri5, NR7C(O)OR;5, C(O)NR7Ri5, NR7C(O)NR 7R 5, S(O)NR 7R s,
S(O)qR 7R3, NR7S(O)(R17R s unm ranoren. B apyrom Bapumante peamuszannu R; BoiOpan u3 (C,-Cg)ankuna,
(Cy-Cg)ankenmna, (C,-Cg)ankunamna, (Ci-Cg)ankokcu, (C;-Cq)ramorenankmia, (C;-Cq)ratoreHaikokcu, apuia,
rerepoapmia, (C;-Cg)uuknoankuia, rereporukimia wim OH. B emie onqHom Bapuanre peannzanuu R; BeIOpaH
u3 (C;-Cg)ankuna, (C;-Cg)ankokcu, (C;-Cq)ranorenankuia, (C;-C¢)ranorenankokcu wiun OH. B eme omHOM Ba-
puante peanmsanuu R; Beiopan u3 (C;-C;)ankuna, (C;-Cs)amkokcu, (C;-C;)ramorenankmna, (C;-C;)ranorena-
nxokcu i OH. B emie onHoMm BapuanTte peanusanuu R; Beiopan u3 (Ci-C;)ankuna, (Ci-Cs)ankoken wi OH. B
ele OJTHOM BapHuaHTe peanu3ar R; BEIOpaH U3 METHIIA, dTHIIA, IPOTIHIIA, U3OTIPOTIIIIA, METOKCH, dTOKCH, H30-
nporokcy win OH.

B HEexoTOpHIX BapuaHTax peanu3anuu GopMysl, MPUBEICHHBIX BBIIIE, ABa R3 COBMECTHO, KOTIa HAXOIATCS
Ha COCEIHUX aTOMax yriepojaa, MoryT o0pa3oBeiBaTh (C;-Cg)IIUKIOATKII, HE00S3aTENhbHO 3aMEIISHHBIN OJTHUM
nnm 6osee Riy. B npyrom BapuanTte peanusaiuu qBa R; COBMECTHO, KOT/Ia HAXOMATCS HA COCETHUX aTOMax yr-
nepozaa, MoryT o0pa3oBbiBaTh (C3-Cg)CTUPONMKIOATKIII, HE00A3aTebHO 3aMeIeHHBIH OTHUM HiTu 6onee R y9. B
JPYTOM BapHaHTE pealu3aliu JBa Ry COBMECTHO, KOTIa HAXOIATCS HA COCETHUX aToMax YIiiepoja, MOTyT o0pa-
30BBIBATh CIIUPOTCTEPOIMKIINI, HEOOsI3aTeIbHO 3aMEIIICHHBIN OTHUM Hih Oonee Riq. B apyrom BapuanTe peaiu-
3anuu Ba R; COBMECTHO, KOTZIa HAaXOMSTCSA HAa COCEIHUX aTOMaX YIIIEpoja, MOTYT 00pa30BHIBATH apUIILHOE
KOJIBIT0, HEO0OS3aTEeIILHO 3aMEIIeHHOe OTHUM mid Ooliee Rjg. B apyrom Bapumante peamusarmu n8a R; coBmecT-
HO, KOT/Ia HaXOJIATCSI HA COCETHUX aToMax Yriepo/a, MOTYT 00pa30BhIBATH TETEPOAPHIBLHOE KOJBIO, HE00s3a-
TEJIHHO 3aMeIeHHOe OTHUM WK Oosee R 9.

B HekoTophIX BapuWaHTaxX peamu3zanuud (GOpMyJ, TPUBEIACHHBIX BHINIE, R, TmpeacraBiseTr cobOoi
(Cy-Cg)anxumn, (Cy-Cs)ankwmrenapwi, retepoapud, (C;-Cg)uknoankun, CD; Uiy reTepOIMKINI, T/Ie apuil, TeTe-
pOoapuII, TETEPOIMKIIAI M IUKIOATKHII He00sM3aTeIbHO 3aMeIeHbl OTHUM Witn OoJiee R,.

B HekoTophIX BapuaHTax peanu3anuu GopMyll, TMPHUBEISHHBIX BBINIE, Rs mpeacraBmser coboir H, D,
(Cy-Cg)anxun, (C,-Co)amkenun, (C,-Co)ankuami, (C;-Cglankokcu, (C-Cq)ramorenankmi, (C;-Cg)ramoren-
QIKOKCH WIIM TayloreH. B jpyrom Bapuante peanmsaumu Rs mpexacrasiser coboit H, D, (Ci-Cs)amxwmn,
(Cy-Cy)ankenmn, (C,-Cs)ankuuamn, (C1-Cz)amkoken, (Ci-Cs)ramorenankmi, (C;-Cs)raloreHaikoKCH WIH Talo-
rei. B eme omHOM BapmanTe peanmmzanuu Rs BeiOpan u3 H, (C;-Cj)amkmma, (C;-C;)amkokcw,
(C,-Cs)ranorenanknia wim rajnoresa. B emie onHom Bapuante peannzanuu Rs Beiopan u3 H nin (C,-Cs)ankuna.
B emie omnoM BapuanTe peanu3anuu Rs BeiOpan u3 H, MeTria, 3THiIa, IpOIIia WIH U30TPOITUIIA.

B HekoTophIX BapHaHTaX peanu3anud (GopMyll, NMpHBEICHHBIX BhINE, Rs mpencraBimser coboit H, D,
(Cy-Cg)anxumn, (C,-Cg)amxenmn, (C,-Cyankuami, (C;-Cq)ankokcn, (C;-Cg)ramorenankui, (C;-Cg)raioreHaaKok-
CH WK TayioreH. B nmpyrom Bapuante peanmsanuu Rs npencrasmsier coboit H, D, (C-Cs)ankm, (C,-Cs)ankeHu,
(Cy-Cy)ankunmin, (C;-Cs)ankokcu, (C;-C;)ranmorenankui, (C;-C;)rajoreHaqKoKCH WK rajoreH. B eme omHOM
BapuaHTe peanm3aiuu Rs BeiOpan u3 H, D, (C;-Cs)ankmia, (C;-Cs)ankokcH, (C;-Cs)ramoreHanKuia Witk rajore-
Ha. B npyrom BapmanTte peamm3anmu Rs npencrasiser coooit H nnmm (C,-C;)ankui. B eme omqHoM BapuaHTe pea-
mm3armu Rs Be1Opan u3 H, MeTuia, 3THIia, MpOMIIIa WITH H30MPOTIHIIA.

B HexoTophIX BapuaHTax peanmu3auu (HopMyJ, MPUBEIACHHBIX BbINIE, Rs 1 Rs coBMecTHO MOTyT 00pa3o-
BEIBaTh (C;3-Cy)IIMKIOATKUIEHOE WIH FETEPOIUKIHIBHOE KOJBII0, KOTOPOE HEOOs3aTeIbHO 3aMeleHO. Bo3mMoxk-
HBIMH 3aMecTUTeNsIMU MOTYT ObITh TanoreH, CN, (Ci-Cy)ankun, OH, CH,0H, (C,y-C,)ankunen-O(C;-Cg)ankun
i (Cy-C,)ankmneH-NR 7R 5.

B HEekoTOpBIX BapuaHTax peanu3zanuu GopMyd, MPUBEICHHBIX BhINIE, R mpencraBnser coboit H, D, ramo-
reH, CN, NR 7R, (C-Ce)ankmi, (C;-Cy)ankokcu w OH. B apyrom Bapmanrte peanusanuu Rg mpencraBisier
coboit H, D, ramoren, CN, (C,-Cy)ankun, (C,-C,)ankokcu wim OH. B eme omHom BapuaHTe peanmzanuu Rg
npencranisieT coooii H, raoren nmm (C,-C;)ankui. B eme omHom BapuanTe peanusanuu Rg Beiopan u3 H, F, Cl,
METHJIA, ITHJIA, POTTHJIIA FITH U30TIPOTIHIIA.

B HekoTophIX BapuaHTax peanu3anuu GopMyll, TMPHUBEISHHBIX BBINIE, R; mpeacraBmser coboir H, D,
(Cy-Cg)anxun, (C,-Co)amkenun, (C,-Co)ankuami, (C;-Cg)ankokcu, (C-Cq)ramorenankmi, (C;-Cg)ramoren-
ANKOKCH, TaJOTeH, HeoOs3aTeNbHO 3aMENICHHBIA apwi, HeoOsA3aTeNBbHO 3aMelIeHHBIH rerepoapwir, CN win
-NR(R;;. B npyrom Bapumante peanmsaumu R, mpencraBiser coboit H, D, (C;-Cg)ankun, (C,-Cq)amkeHu,
(Cy-Cg)ankunmn, (C;-Cq)amkokcu, (C;-Cg)ramorenankmi, (C;-Cq)raJoreHanikoKCH WM TaJoreH. B eme omHOM
BapuaHTe peanusanuu R; Beropan uz H, D, (C;-C;)ankuna, (C,-Cs)ankenuna, (C,-C;)ankunamna, (C;-C;)ankokcH,
(C-Cs)ranorenanknna, (C;-C;)ranoreHakOKCH WK rajoreHa. B apyrom Bapuanre peanusanun R; nmpeacrasis-
et coboit H, D, (C;-Cs)ankmn, (C;-Cs)ankokcu, (C;-C;)ranorenankui, (C;-C;)raroreHaaIKoKCH WIH TajoreH. B
ele OJHOM BapHaHTe peanm3anuu R, Beiopan u3 H, D, (C;-Cs)ankun, (C,-Cs)ankokcn, (C;-C;)rajoreHaaKkuI
wnm rayored. B npyrom BapuanTe peanu3anuu R; npencrasiser coboit H, (C-Cs)ankmn wim ranoreH. B eme
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OJTHOM BapHaHTe peanm3anuu R, npencraBnseT coboit H, meTun, atmn, npomwi, uzonponwia, F wiu CL. B apy-
TOM BapHaHTe peanu3anuu R; mpencrasnser cobor H wiam mMeTwi.

B HekoTOprIX BapuaHTax peanu3anuu (Gopmys, MPHUBEACHHBIX BhINIE, Rg TpenactaBmser coboir D,
(Cy-Cg)anxumn, (C,-Cg)amkokcu, (C;-Cq)ramorenankmi, (C;-Cg)ramorenankokcu, (C,-Cs)ankuneH-O(C,-Cg)ankm,
(Co-Cyanxunenapwmn, (Cy-C,)ankunenrerepoapun, (Cs-Cio)umkmoankui, rereporukami, (Cy-C,)ankunen-O-
apu, (Cy-C,)ankunen-O-rerepoapmin, O-(C;-Cg)unkmoankmi, S-rerepoapui, ranorer, CN, C(O)R;y, CO(O)Ry,
C(O)NR R}, S(O)qR 10, S(O)¢NR R, NR0S(O)¢R11, (Co-Cs)anmxmmen-NR oR 1, NR,C(O)Ry,
NR10C(O)C(O)R11, NR10C(O)NR10R11, -P(O)((CI-CG)aHKI/IH)z, P(O)(apHH)z, -SiMe3, SF5 niun OH. B JaHHOM
BapHaHTC peau3alliy KW, aIKWICH, apWI, TETEPOapIl U TETEPOIMKIMI MOTYT OBITh HEOOS3aTENBHO 3aMe-
HIECHBI OHUM Kiu 6oiiee Ro.

B HEKOTOpBIX BapHaHTaxX peanu3auu (GopMyJi, IPUBEACHHBIX BBINIEC, ABa Ry COBMECTHO, KOTJ]a HAXOATCS
Ha COCEJHMX aToMax yriepojlia, MOT'YyT 0Opa30BBIBATH apMIILHOE KOJbBIIO, HECOOSI3aTEIbHO 3aMEIICHHOS OJIHUM
wm Oonee Ry. B emie oHOM BapuaHTe peanu3aiuy J1Ba Rg COBMECTHO, KOTJIa HAXOAATCS Ha COCEIHUX aToMax
yriaepoaa, MOTyT 00pa30BBIBATH T€TEPOAPUIIEHOE KOJBIIO, HEOOS3aTEIBHO 3aMeIeHHOE OHUM HiTu Oosee Ry. B
JIPYrOM BapHWaHTe peaju3aluu 1Ba Ry cOBMeCTHO, KOTJa HAXOMATCS Ha COCEIHUX aToMaxX yriiepona, MOTyT 00-
Pa30BBIBaTh TETEPOIMKIMIIEHOE KOJIBI0, HE00A3aTeIFHO 3aMeIIeHHOE OTHUM WitH Ootiee Ro.

B HekoTOpeIX BapuaHTax peanu3anuu (Gopmys, MPHUBEACHHBIX BhINIE, Ro TpenactaBmser coboit D,
(Cy-Cg)anxun, (C,-Cg)amkoken, (C;-Cg)umknmoanmkun, ramoren, apwi, OH, CN, C(O)R;,, C(O)NR¢Rj,
NR;(C(O)R;1, NRR;1, S(O)qRig, S(O){NRRi1, NR;oS(O)¢R11, okco, -P(O)((Ci-Ce)ankmn),, P(O)(apmi),,
-SiMes, SFs, O-apun win O-retepoapnil. AJKWI, apiil B IUKIOATKWI He00sA3aTeIbHO 3aMEIIeHbl OJHUM FITH
Oonee 3amectutensiMu, He3aBucUMO BbIOpaHHBEIME U3 (C-Cg)amkuna, (C;-Cy)ankokcu, (C-Cg)ramoreHankunia,
ranorena, apuna, NR4,C(O)R;s, NR4S(O),R s, OH nnu CN.

B HEKOTOpPBIX BapHaHTaX peanu3aiuu (GopMyJi, IPUBSACHHBIX BHINIE, ABa Ry COBMECTHO, KOTJ]a HAXOATCS
Ha COCETHHX aToMax YTIIepoja, MOTYT 0Opa3oBBIBATh apIIbHOE KOJBIO. B Ipyrom BapmaHTe peann3anyu Ba
Ry coBMecTHO, KOT/Ia HAXOIATCS Ha COCETHUX aTOMax yriiepoia, MOTYT 00pa30BBIBATh T€TEPOAPHITLHOE KOJIBIIO.
B apyrom BapmanTte peanm3aiiii 1Ba Rg COBMECTHO, KOTZIa HAXOIATCS Ha COCETHUX aToMax yriiepona, MOTYT
06pa3oBeIBaTh (C3-C () IUKIOATKUIHFHOE KOJIBIIO.

B HekoTOphIX BapmaHTax peanu3anuu (Gopmyl, NMPUBEACHHBIX BhIME, Ry mpencrasnser coboit H, D,
(Cy-Cg)anxun, (C,-Cg)amkennn, (C,-Co)amkmamn, (Co-Cs)ankwmmenapmi, (Co-Cy)ankmieH(Cs;-Cg)IuKIOaNKI,
(Cy-Cy)anxunenrereporukim, (Co-Cy)amkunenrerepoaprt win CN. ANKWI, aTKSeHHUI, aTKUHII, alTKAJICH, ITUK-
JIOAITKUJI, TETEPOLMKIINII, apWJiI ¥ TeTepOapriI HeoOA3aTeIhHO 3aMEIIeHBI OJTHAM HJTH 0oJiee 3aMECTUTEIISIMHU, He-
3apucuMo BbIOpaHHBEIME U3 (C-Cg)amkmna, (C;-Cg)amkokcu, (C;-C¢)ramorenankuna, (C;-Cq)raroreHaaKoKCH,
(C5-Cy)uuknoankuna, rerepounknuna, apuna, S(0)q(Ci-Cs)ankuna, S(O)gNR4R;s, NR4R;s, NR4C(O)R;s, ra-
norena, OH nu CN.

B HekoTophIX BapmaHTax peanm3anuu (OpMyJ, TMPHUBEICHHBIX BhINIe, R;; mpeacraBmser cobodr H,
(Ci-Co)ankun, (C,-Cg)ankenmn, (C,-Cq)amkunmi, (Cy-Cs)ankunenapun, (Cy-Cy)ankmieH(C;-Cg)IHKIOaTKUIL,
(Cy-Cy)ankunenrerepouukimi, (Cy-Cy)amkmnenrerepoapt wid CN. AJNKWI, aTKSHWI, aTKUHII, aTKUJICH, [IUK-
JIOATKUJII, TETEPOLIMKIINII, apWJI ¥ TETepOapriI HeoOA3aTeIhHO 3aMEIIeHBI OJTHAM HJTH 0oJiee 3aMEeCTUTEIISIMHU, He-
3aBucuMo BBIOpaHHBIMU M3 (C-Cg)ankmna, (C;-Cqankokcu, (C;-Cq)ramorenankmna, (C;-Cq)ragoreHalIKOKCH,
(C5-Cyg)umxnoankuna, rerepounkinuina, apuna, S(0)y(Ci-Cs)ankun, S(O)gNR 4R ;s, NR14R;s, NR4C(O)R s, ramo-
rena, OH nim CN.

B HekoTOphIX BapuaHTax peanm3anuu Gopmyn, MpUBEACHHBIX BbIIe, Ry 1 Ri; coBMecTHO 00pa3yioT re-
TEPOIMKIMIEHOE KOJBIIO, HEOOS3aTeNFHO 3aMCIICHHOS OJHUM WJIH 0OJee 3aMECTHUTEISIMH, BHIOPAHHBIMU W3
okco, C(O)(Cy-Cy)ankuna mmu NR4NR ;.

B HexoropbIX BapmaHTax peaimsanuu (Gopmyi, NMpUBEIEHHBIX BhIlIe, Ry, BeIOpan u3 D, (C;-Cg)ankuia,
(C;-Cg)ankokcn, (Ci-Cy)ranorenankmia, (Cs;-Cg)umkinoankuna, apuia, rerepoapuna, O-apuina, O-rerepoapuminia,
O-rereponuknuna, O-(Cs-Cg)unknoankuna, S(O)qR, (CH,),C(O)ORy, C(O)NR 4R 5, S(O){NR 4R;s5, NR4R5,
NR14C(O)NR14R15, NR14C(O)OR10, NR14SOqR10, NR14COR10, rajorcHa, -P(O)((CI-C6)EU'IKI/IJ'I)2, -P(O)(apI/IJ'I)z,
-SiMes, SFs mmu OH, e ankwi, apwi, reTepoapuil, TeTePOIUKINI U MAKIOIKII He003aTeIbHO 3aMeEIICHbI
oaHUM M 0ojee R;.

B onHoMm Bapmante peanmzanmu R 3 Beiopan u3 D, (C;-Cg)ankuna, (C,-Cg)ranorenankuia, (C,-Cq)amkokcH,
ranorena, (C,-Cg)ranorenankokcu, (C,-Cg) THOpPOKCHATKWIA, TETEPOIUKIWIA, reTepoapuia, apuia, ORjy,
C(O)Rys, C(O)NR4R;5, NR14Ry5, S(O)gR14, NR14S(O)(Rys5, S(O)NR14R 5, NR4C(O)NR 4R 5, NR14C(O)OR 5,
-P(O)((C,-Cg)ankui),, P(O)(apuin),, -SiMes, SFs niam CN, rae ankui, MUKIOATKAI, apyil, TeTEPOIUKINI U TeTe-
poapus 3aMeIIeHBl OIHMM WK Ooliee 3aMeCTUTENs MM, He3aBHcHMO BbeIOpaHHBIME U3 (C;-Cg)ankuia,
NR14C(O)R15, OH, CN, C(O)R14 I NR14R15.

B npyrom BapmaHTe peanm3anuu IBa Rj3 COBMECTHO, KOT/Ia HAXOAATCSA HA COCCIHHX aTOMaX YTiepoja,
00pa3yIoT TeTEPOIMKIIMIIEHOE KOJBIIO, HEOOSI3aTEIbHO 3aMeIleHHOE OJHUM with Ooiiee Ri¢. B eme oqHoM Bapu-
aHTe peaHu3aluu Ba R;; COBMECTHO, KOTJa HAXOIATCS Ha COCCIHUX aToMax Yriepona, o0pasyrT rerepoa-
PWIBHOE KOJBIIO, HEOOsI3aTeIFHO 3aMeIIeHHOe OqHUM min Oosiee Ri¢. B npyrom Bapuante peammsarmu 18a R;;
COBMECTHO C aTOMOM YIJIepoJia, K KOTOPOMY OHH IPHCOEAMHEHBI, MOTYT O00pPa30BBIBATH CITUPOTETEPOITMKIIHLII,
HeOoO0s3aTeIbHO 3aMEIEHHBIM OHUM Uiau 0oee R 4.
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B omHoM Bapmante peammzanmu R, mpencrasiser coboit H, (C;-Cg)ankui, (C,-Cy)amkenmi, (C,-Cq)amn-
kunm, (Ci-Cyankunen(C;-Cy)mukmoankmi, (Cy-Cy)ankunenrereporummi, (Co-Cy)ankunenapmn, (Cy-Cy)an-
kuneHrerepoaput win CN, rie aiku, amKeHW I, aTKUHII, alTKAJICH, ITUKIOATKAT, TeTePOIMKIIAI, apHil B TeTe-
poapui HeoOs3aTeILHO 3aMEIIeHbI OTHUM HiTh Ootee Ryg.

B HexoTOppIX BapwaHTax peanu3anuu (HopMmyl, MPUBEIACHHBIX BhINIE, R;s mpencrariser coboir H,
(Ci-Cg)anxun, (Co-Colankenmn, (C,-Co)amxunnn, (C;-Cylankwmnen-(Cs-Cy)uknoankun, (Cy-C,)ankunen-
reteporkinmi, (Co-Cy) amkmnenapmn, (Co-Cy)ankunenrerepoapmn win CN, rae amkui, alkeHW I, adKAHWI, ajl-
KHJICH, IIUKJIOANTKHII, TETEPOITUKIIIII, apHJI M TeTepoapuil Heo0A3aTeIbHO 3aMelIeHBI OTHUM WK 0ojiee R .

B HEekoTOpHIX BapuaHTax peanuzanuu GopMmyd, IPUBEACHHBIX BhIIE, R4 1 Ri5 coBMecTHO MOryT 00paso-
BBIBAaTh TETEPOIMKIMIEHOE KOJIBI0, HEOOS3aTEIbHO 3aMEIICHHOE OTHUM MiH Oosee Rg.

B HekoTOphIX BapmaHTax peanm3anuu (opMyJ, TMPHUBEICHHBIX BHINIE, R;q mpeacraBiser coborr D,
(Ci-Co)ankmn, (C,-Cg)ankenmn, (C,-Co)amkuumn, (C;-Cg)ramorenankun, (C;-Cg¢)ankokcu, (C;-Cg)ramoren-
ankokcu, C(0)(Ci-Cs)ankmna, NHC(O)(C;-Cy)ankmma, CN, CH,CN, CR;(R;;NRj9R;;, oxco, NR;oRyj,
S(O)q(CI-C6)aHKI/IH, C(O)NRI()R“, S(O)qNRl()R“, NR]()C(O)R]()R“, NRI()C(O)NRI()R“ umu OH. B Apyrom Ba-
pHaHTe peanu3aiuu JaBa R;s COBMECTHO, KOT/Ia HAXOAATCS Ha COCEIHUX aTOMax yriepojaa, MOTyT 0Opa30oBBIBATh
apuIbHOE KOJIBIIO. B ere oqHOM BapuaHTe peanu3aluu aBa Ris COBMeCTHO, KOTIa HaXOASITCS Ha COCETHUX aTo-
Max yriepoja, MOTyT 00pa30BBIBATh CIIMPOTETEPOITUKIMILHOE KOJIBITO

B HexoTOphIX BapmaHTax peanu3anuu (HopMmyll, MPUBEJACHHBIX BhINIE, Ri; mpenctasiser coboir H wmm
(Cy-Cg)anxun. B npyrom BapuanTe peanm3anuu R;; HezaBucumo mpencrarisier cobord H wm (C,-Cy)ankun. B
ele OJTHOM BapuaHTe peanu3anuu R;; He3aBUCUMO TpeacTanisier coboit H, MeTwi, 3Tvi, mpomnt, H30TPOTIHII,
OyTHII, U300y THII WITH TPET-OyTHIL.

B HekoTophIX BapmaHTax peanm3anuy (HopMys, NMPUBEICHHBIX BhINIe, Rig mpencrasmser coboit H wmm
(Ci-Cg)anxun. B npyrom BapumanTe peanuzanuu Rig He3aBHCHMO TpeACTaBIsAeT coOoi H, MeTw, 3THII, MO,
M30IpoIII, OyTHII, N300y THIT MM TPET-OyTHIL.

B HekoTOpBIX BapuaHTax peaim3aimu (GopMmyll, MPHUBEICHHBIX BbINIE, Ry mpencrasiser codoit H, D,
(Cy-Cg)anxun, (C,-Co)amkenun, (C,-Co)ankuami, (C;-Cglankokcu, (C;-Cq)ramorenankmi, (C;-Cg)ramoren-
ankokcH, rajgored, CN mian NR 7R 5.

B HEexoTOpHIX BapruaHTaxX peanu3aruy GopMyJi, IPUBEIESHHBIX BhIlIe, m paBeH 0, 1 wiu 2. B apyrom Bapu-
aHTe peanm3anuu m paBen 0 wim 1.

B HEexoTOpHIX BapuaHTaxX peanu3auy GopMyJi, IPUBEIESHHBIX BhIlIe, m paBeH 0, 1, 2 wimm 3. B npyrom Ba-
puaHTe peanmzanuu n paseH 0, 1 wiu 2. B apyrom BapuaHTe peaau3aliiy n paBeH 1.

B HekoTOpBIX BapuaHTax peaim3anuu (GopMyll, IPUBEACHHBIX BhIIe, p paBeH 0. B npyrom BapuanTe pea-
JM3almy p paBeH 1. B eme ogHOM BapuaHTe peanu3aliy p paBeH 2.

B HekoTOphIX BapuaHTax peaimzanuu (GopMyll, IPUBEACHHBIX BhIIe,  paBeH 0. B npyrom BapuanTe pea-
nM3aimy q paBeH 1. B ele ogHOM BapuaHTe peanu3aliy ¢ paBeH 2.

B HEekOTOpBIX BapHaHTax peanu3aluu (GOpMYII, MPUBEICHHBIX BhIIE, X MpeacTtapiset codboii C. B Heko-
TOPBIX BapHAHTaX peaiu3aluu (GopMyll, MPUBEICHHBIX BEINIE, X; npeacraBiseT coboir C u X, mpencraBiseT
co6oii N. B eme oqHOM BapuaHnTe peannzanuu X npeactasiser coboit C, X, npeacrapnser coboit N u R, mpen-
craisier coboit OH. B npyrom BapuanTte peanusanuu X, npeactasiser coboit C, X, npeacrasuseT coboit N, R,
npencrasisieT coboir OH u R, npencrasiser coboit (C;-Cg)ankwmn, apwi, rerepoapu, (Cs-Cg)IUKIOANKIII, TeTe-
pormximn, NRoR;; mimi OR10, rae ankw, apui, MAKIOATKAI W TETEPOIMKINI HEOOsI3aTeIbHO 3aMENICHbI O/1-
HUM uii Oonee Rg. B mpyrom Bapmante peanms3aruu X; npencraisier coboit C, X, npencrassietr coboi N, R,
npezacrasisietr coooit OH, R, mpencrasmset coboit (Ci-Cg)ankun, apun, rerepoapui, (C;-Cg)IHKIIOaTKII, TeTe-
poumkiii, NRoR;; wnmu OR, T ankwui, apuit, IUKIOATKAT U TETEPOIMKIII HE00A3aTEIFHO 3aMEIICHBI OJI-
HuM win Oonee Rg, u Rs npeacrasisier co6oit H. B emre ogHoM BapuaHTe peaim3anuu X MPEICTaBIsLCT COOOU
C, X, mpencrapnser coboit N, R; npencrasnser coboir OH, R, nmpencrasisier coboit (Cy-Cg)ankmi, apui, rete-
poapui, (C3-Cg)ruknoankui, rereporukimt, NR R wau OR g, Te ankui, apui, DUKIOANTKIT U TeTePOITUKITHIT
Heo0s13aTeIbHO 3aMeleHbI ogHUM min Ooiee Rg, Rs mpencraenser coboit H u Ry npencrasiser co6oit H. B eme
OJIHOM BapHWaHTe peanmzanuu X, npeacrasiser coboit C, X, nmpeacrapnser coboit N, R, npencrasiser coboi
OH, R, mpenctaBmnser coboit (C;-Cg)ankwmm, apwmi, rerepoapu, (Cs-Cg)rmkmoankui, reTeporukiami, NRgRy,
nm OR g, TIIe alTkuI, apuil, MAKJIOANTKIIT M TETEPOIMKIIMI HeoOs3aTeIbHO 3aMelleHbl OTHUM win Oostee Rg, Rs
npezacrasisier coboit H, Ry mpencrasisier coboit H u Ry nmpencrasimser coboit H. B npyrom BapuanTe peanusa-
muu X, npenctasisger coboit C, X, nmpeacrasnser coboir N, Ry mpencrasnser coboit OH, R, npencrasnser co-
6oii (C,-Cg)amkun, apui, retepoapu, (C;-Cg)rmknoankui, rereportukiamt, NRoR; wimm OR g, Te ankwr, apu,
UKJIOANIKIJ U TETEPOIMKIINI HeoOsI3aTeIbHO 3aMEeIIeHBI OMHUM wiu Oonee Rg, Rs mpeacrasnsier coboit H, Ry
npezcrasisiet coboit H, Rg mpencrasnser coboit H u Ry npencrapnser co6oit (C;-Cg)ankui, apui Wik reTepoa-
pWI, HEOOs3aTeIPHO 3aMEUICHHBIA OHUM win Ooniee Ryy. B mpyrom Bapmante peamusamuu X; MpencTaBIscT
coboii C, X, npexacrasisiet coboit N, Ry mpencrasmser codoit OH, R, mpencrasnser coboit (C;-Cg)ankwmu, apu,
rerepoapmi, (C;-Cg)umkmoankui, retepounkiami, NRoRy; mwim ORyy, rae ankwi, apwi, MUKIOATKWI U TeTepo-
UK Heo0sA3aTeNIbHO 3aMeNICHBI OTHUM it OoJiee Rg, Rs mpencrapnset coboit H, Rs npencraBnseT coboit H,
R¢ mpencrasnser coboit H, R, npencrasmnser coboii (C-Cg)alKuil, apuil HITH TETePOAPHIT, HEOOSI3aTEIBHO 3aMe-
MICHHBINH omHUM miu Oonee Ri,, m Ry, mpeacrasiser coboit (Ci-Cg)amkun, (C;-Cq)ramorenankumi, rajorex, O-
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apwi win O-reTepoapri, HeoOs3aTeIbHO 3aMeIeHHBIN oHUM WU Oosiee Ri;. B apyrom BapuanTte peanmzanuu
X, npexacrasiser coboit C, X, mpezacrasiser cobdoit N, Ry mpexncrasiser codoit OH, R, npeacrasuser coboit
(Cy-Cg)ankun, apuin, retepoapui, (Cs-Cg)uukmnoankun, reteporukiami, NRgR;; mwmu OR,o, roe amxwi, apw,
IIUKIIOATTKUIT ¥ TETEPOIMKIIAI HeoOsA3aTeIbHO 3aMeleHbl OqHUM min 6onee Rg, Rs mpeacrasnser coboii H, Ry
npencraisieT coboit H, Rg mpencrasnser coboit H n R, npencrasiser co6oit (C-Ce)alKui, apuil TN TeTepoa-
pHWII, HEOOSI3aTEIBHO 3aMEeIeHHBIH OMHUM Wiu Oonee Ri,. B apyrom BapuwanTte peanm3aiii X; TMPEICTaBISICT
coboit C, X, mpencrasmnsieT coboit N, Ry mpencrasiseT coboit OH, R, mpencrasiser coboit (C,-Cg)ayku, apu,
retepoapui, (Cs;-Cg)umkmoankwt, rereporukini, NRgR;; mwm OR g, rae ankwi, apui, IMUKIOATKWIT H TETEPO-
UK Heo0sA3aTeNIbHO 3aMeNIeHBI OTHUM it Ooliee Rg, Rs mpencrapnset coboit H, Rs npencraBnseT coboit H,
Rg mpencrapnser co6oit H, R, npencrasnser coboit (Ci-Cg)allkuit, apuil WiIH TeTepOapril, He0OI3aTeIBHO 3aMe-
HICHHBINA omHUM wiH Oonee Ry, Ry, mpencraBnser co6oit (C-Cg)ankmi, (C;-Cg)ramoreHankui, rajgorex, O-apuin
win  O-reTepoapwi, HeoOsA3aTeNBbHO 3aMEIICHHBIH oaHumM win Oomee Ry;, m Ry3 mpeacrasmser coOoit
(Ci-Cg)ankuin, (C;-Cg)ranorenankmi, (C;-Cy)ankokcu, ramoret, (C;-Cq)raroreHaIKOKCH, TeTEPOIMKIINI, TeTe-
poapuii, apui, OR14, C(O)R14, C(O)NR14R15, NR14R15, S(O)qR14, NR14S(O)qR15, S(O)qNR14R15 WA CN, rac ai-
KHJI, TUKITOATKAII, apHJI, TETEPOIUKIINI ¥ TeTepoapril 3aMelIeHbl OJHUM WM 00Jiee 3aMECTHTEIISIMU, HE3aBUCH-
Mo BeiOpaHHbIMU U3 (C;-Cg)ankmna, NR;4C(O)R 5, OH, CN, C(O)R 4 nmum NR4R;5. B eme ogrom BapuanTte pe-
anmm3anuu X, npeacrapiseT coboit C, X, npeacrapuset coboit N, R; nmpeacrasnser coboit OH, R, npeacrasiser
coboit (C,-Cg)amkmi, apui, rerepoapui, (Cs;-Cg)umkmoankwi, rereporukimi, NRoR;; nmum ORyy, roe ankwmn,
apwI, MAKJIOATKIIT U TETEPOIUKIIAI He0OsI3aTeIbHO 3aMelIeHbl 0qHUM win 6oiee Rg, Rs mpeacraBmser coboit H,
Rs mpencraBnsier coboii H, Rg mpencrasiseT coboii H, Ry npencrasisier co6oit (C,-Ce)ankui, apuit Win reTe-
poapui, HeoOs3aTeNnbHO 3aMCINCHHBIN omHuM wim Oonee Ry, Ry, mpencraBmser coboit (Ci-Cg) anxm,
(C;-Cg)ramorenankmn, ramorer, O-apun i O-rerepoapui, HEOOS3aTEIBHO 3aMEIICHHBIA OJHUM WK Ooee
Ry3, u 1Ba R;3 COBMEcCTHO, KOria HAXOMATCS HA COCETHHX aToMaX yriiepoia, o0pa3yloT TeTepOIMKIMIEHOE
KOJIBIIO, He0Os3aTeIbHO 3aMEIeHHOe OJHUM Win O0ojiee Rg, 1Ba R |3 coBMecTHO, KOra HaXOAATCS Ha COCETHUX
aToMax yriepona, 00pa3yroT reTepoapuibHOE KOJBIO, HeOOS3aTeIEHO 3aMellleHHOe OHUM win Oonee Riq, 1Ba
R;3 coBMecTHO ¢ aToMOM yriieposia, K KOTOPOMY OHH MPUCOETUHEHBI, 00pa3yIOT CIIMPOTETEPOIMKIII, Heo0s3a-
TEJIBHO 3aMEIIEHHBIM OHUM Uiu 6oee R 4.

B HEKOTOpHIX BapuaHTax peanu3aiuu GopMyll, IPUBEIESHHBIX BhIIE, X peacTasiseT coooi C. B apyrom
BapHaHTe peann3anuu X, npeactasiser coboit C n X, npeacrasnser coboit CH. B emme oqHoM BapuaHTte peann-
3anuu X; npencrasisier codoit C, X, nmpeacrasimsier coboii CH u Ry mpeacrasmser coboit OH. B npyrom Bapu-
aHTe peanmm3anuu X; mpenctaisier coboir C, X, npencrasiser coooii CH, R, nmpencrasnsier co6oii OH u R,
npenacrasisieT coooit (C;-Cg)amkwmi, apui, rerepoapmi, (Cs-Cg)uuknoankui, rerepornkimi, NRgR;; wmm ORyy,
T/Ie aJKWI, apuil, IIUKIIOATKIIT ¥ TeTEPOIMKIIIT Heo0sA3aTeIbHO 3aMeIlieHbl OTHUM Win OoJiee Rg. B mpyrom Ba-
puanTe peanuszanuu X; npexacraiser coboit C, X, npeacrarmser coboit CH, R; npeacrasmsier coboit OH, R,
npezacrasisieT coboit (C;-Cg)ankwmi, apui, rerepoapu, (C;-Cg)rmkiroankwmt, rereporuknmia, NRgRy; wiu OR,
T/ie alKWI, apwil, NAKIOAIKWI U TeTEPOIUKIAI HeoOsI3aTenbHO 3aMelleHbl oqHUM win Ooiee Rg, u Rs mpen-
ctaBnseT coboii H. B eme omHoM BapuaHTe peanm3anuu X; npeactaBisieT coboi C, X, mpeacTaBiseT cobon
CH, R, mpexacraBnsier coboit OH, R, mpencrasmsier coboii (C;-Cg)amkun, apui, rerepoapui, (Cs-Cg)uKino-
ankwi, rereporukini, NRgR |, umn ORyg, rae amkwi, apui, MUKIOATKWI B TeTEPOIUKINI HEOOs3aTeIbHO 3a-
MeIIeHbl oHUM nin 6osee Rg, Rs mpencraBnser coboit H u Ry mpencrasiser coboit H. B npyrom BapuanTe
peammzanuu X, npencrasiseT coboit C, X, mpencrasiset coboit CH, R mpeacrasiser coboit OH, R, npencras-
nsieT coboit (C-Cg)amkmn, apwmi, retepoapud, (Cs-Cg)ruknoankmt, rerepouuinmi, NRgR; i ORyy, Toe an-
KWJI, apwl, NUKIOATKUI M TeTEPOIMKINI HeoOs3aTeIbHO 3aMeIIeHbl OqHUM wiu Oojiee Rg, Rs mpencrasmser
coboit H, Rs mpencrapnsier codoit H u Rg mpencrapnser coboit H. B eme oqH0M Bapuante peanusanuu X Ipe-
crapisier coboii C, X, mpencraBmser coboit CH, R; mpexacraBnser coboir OH, R, mpencraBmseT coboit
(C;-Cg)ankui, apun, rerepoapmi, (C;-Cg)umkmoankui, rerepormkimi, NRjo Ry, wmn ORy, rae ankwn, apwi,
[UKJIOANIKIJ U TETSPOLUKIINI HEOOs3aTeIbHO 3aMeIIeHBl oOTHUM Wik Oosiee Rg, Rs mpencrasnser coboit H, Ry
npezacrasisieT coboit H, Ry mpencraBmser coboit H u Ry mpencrasnser cot6oit (C;-Cg)ankui, apui wia retepoa-
pHWII, HEOOSI3aTEIBHO 3aMEeIeHHBIH OHUM WiH Oonee Ri,. B apyrom BapuwanTte peanm3aiuiu X; IpeICTaBISICT
coboit C, X, mpencraisier coboii CH, R; mpexacrasnser co6oit OH, R, npencrasnsier coboit (C,-Cg)ankmi,
apwi, rerepoapmi, (Cs-Cg)mukmoankun, rerepornkimia, NRgR ; umu ORjy, Tme ankwi, apui, IDUKIOATKWI U
TETePOIMKIII HeoOs3aTeIbHO 3aMelIeHbl oquuM wim 6osiee Rg, Rs mpencrasnser coboit H, Rs mpencrasiser
coboit H, Ry mpencrarmsier coboit H, R, npencrasnser coboii (Ci-Cg)anmkumn, apuia Win reTepoapui, HeoOs3a-
TEJIHHO 3aMeIIeHHbI omHUM win Oonee Ry, u Ry, mpencrapnser coboii (C-Cg)amkun, (C;-Cg)ramoreHankum,
rasiored, O-apw uian O-reTepoapuil, HeoOs3aTeIbHO 3aMeNeHHbIH oqHUM min 6osee R;;. B npyrom Bapmante
peanmzanuu X npexacrasiset coodorr C, X, npeacrasnser codoit CH, R; mpeacrasnser coborrt OH, R, npencras-
nset coboit (Ci-Cg)amkm, apwn, rerepoapui, (Cs;-Cg)umkinoankmi, rerepouukiami, NRgRy; wimm ORy, rae an-
KWJI, apyl, NUKIOATKWI M TeTEPOIMKINI HeoOs3aTeIbHO 3aMeIIeHbl OqHUM wiu Ooiee Rg, Rs mpencrasmser
coboit H, Rs mpencrasnser coboii H, Rg npencrasiser coboit H u Ry npencrasnser coboii (Ci-Cg)ankui, apun
WIHA TeTepoapwiI, HeoOA3aTeNbHO 3aMENICHHBIA OMHUM Wiu Oonee Rj;. B apyrom BapmanTte peammsanuu X
npencraBisier coborr C, X, mpexacrasnser coboit CH, R; mpeacraBnser coboit OH, R, mpencrarmsier coboit
(Cy-Cg)ankun, apuin, retepoapui, (Cs-Cg)rukmnoankui, reteporukiami, NRgR;; mwmu OR,o, roe amxwi, apw,
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IUKJIOAIKIWI ¥ TeTEPOLMKINI HeoOs3aTeIbHO 3aMenieHbl oHUM WK Oojee Rg, Rs npencrasnser coboit H, Rs
npezcrasiseT coboit H, Rg mpencrasmsier coboit H, Ry npeacrasnsier coboit (C;-Cg)ankmn, apuit Win retepoa-
pwiI, HeoOsA3aTenbHO 3aMelieHHBIH omHuM win Oomee Rj,, R, mpexacraBmser coboit (C;-Cg)ankum,
(C,-Cg)ramorenankun, ranorer, O-apun wim O-reTepoapuii, HE0OS3aTeNbHO 3aMEIICHHBIN OMHUM WiH Ooliee
Rz, m Ry; mpencraBiaser coboit  (C-Ce)amkmn, (C,-Cg)ranorenankun, (C;-Cg)akokcH, Trajiore,
(C,-Co)ranorenankokcu, rerepouukami, rerepoapui, apui, ORy4, C(O)Ry4, C(O)NR 4R 5, NR4R5, S(O)(R14,
NR14S(0)¢R1s, S(O)gNR 4R 5, mm CN, raie ankui, UUMKIOAIKMI, apull, TeTEPOLMKIINI U TEeTEPOAPUIl 3aMeLIEHEI
OJIHUM WM 0OoJjiee 3aMeCcTHUTENsIMH, He3aBUcHMO BbiOpaHHBIMH W3 (Ci-Cg)amkmma, NR;4C(O)R;s, OH, CN,
C(O)R, mmu NR4R;5. B eme ogHoM BapuanTe peanuzanuu X; npeacrapiser codoit C, X, npeacrasiser codon
N, R; mpencrasnser coborr OH, R, mpencrasuser coboit (C;-Cg)ankui, apui, retepoapi, (C;-Cg)IUKIOATKILI,
rerepounkimm, NRgR; mim ORyy, rae ankui, apui, IUKIOANKWIT U TETEPOLUKINI HEOOS3aTeIbHO 3aMeICHEI
omauM wiu 6onee Rg, Rs mpeacrasnser coboit H, Rs mpencrasisier coboit H, Ry mpencrasiser coboit H, Ry
npexacTasisieT co6oit (C;-Cg)alKkui, apuil WM reTepoapuil, Heo0s3aTeIbHO 3aMELIeHHbBIH OaHUM HiH Ooiee Ry,
R, mpencrasnser coboit (Ci-Cy) amkmn, (C;-Cq)ranorenankui, ramoren, O-apmwn wiu O-rerepoapui, HeoOs3a-
TEJNBHO 3aMEIIeHHBIH oOMHUM Win Oonee Ri;, n 1Ba R; cOBMecTHO, KOT/1a HAaXOAATCS Ha COCETHUX aTOMax yrJie-
poza, o0pasyroT TeTePOIMKIHILHOE KOJIBIIO, HE00A3aTehbHO 3aMelIeHHOe OJMHUM wiu Oonee Riq, m1Ba R3 co-
BMECTHO, KOT/Ia HaXOSITCS HAa COCETHUX aTOMaxX yriepona, o0pa3yloT TeTepoapriIbHOE KOJIBIIO0, HE0Os3aTeIbHO
3aMeIIeHHOe OJHUM Wi 6onee Ry, mimm aBa R3 COBMECTHO ¢ aToMOM yriiepoaa, K KOTOPOMY OHH IPUCOESINHE-
HBI, MOTYT 00pa30BBIBaTh CHHPOTETEPOLIKINI, HEOOM3aTEIFHO 3aMeIIeHHbII 0HUM Hith 6ojee Rg.
HeorpannmunBaromue npuMepsl COSIMHEHUI COTIIaCHO N300PETEHHUIO BKIIOYAIOT
5-{[4-runpoxcu-1-(3-pennndyranonwmn)nunepuua-4-mwi|metni } -1 -mermn-1H,4H, SH-niupazono[ 3,4-d Jnu-
pumuanH-4-oH (I-1);
4-({4-[4-runpokcu-4-({1-metun-4-oxco-1H,4H,5H-nupazono|3,4-d |nupuMutuH-5 -1} METHIT) TUTIEPH IHH-
1-kapOonmwi]|henmn } metokcn)oenzoruTpui (I-10);
1-(4-dropdenun)-5-((4-runpokcu-1-(4-(5-metun-5,6-qurunpornuppono| 3,4-cmupazoin-1(4H)-mn)oenzo-
un)nunepunnH-4-win)merun)- 1 H-mupazomno[ 3,4-dJmupumunna-4(5SH)-on (I-1000);
1-(4-propdenmn)-5-{[4-runpoxcu-1-(4-{5-metun-2H,4H,5H,6 H-tuppo:o[ 3,4-cJmupazon-2-wi } 6eH30-
un)nuanepunun-4-wimerun } - 1 H,4H,5SH-mupazono[ 3,4-d Jmupumuaua-4-ou (I-1001);
2-(4-(4-(4-((1-(4-dTopdhennn)-4-oxco- 1 H-tupazono[ 3,4-dJmupumu nu-5(4H)-wm)me T )-4-rugpokcu-
nunepuauH- 1 -kapoonwmn)hennn)- 1 H-mupa3zon-1-n)aneramun (I-1002);
5-((1-((2R,4S)-1-akpunonn-4-MeTHIa3e TU AU H-2 -KapOOHIT ) -4 -THIPOKCHITATIEPU U H-4-11 ) MeThn ) - 1 -(4-
¢ropdennn)-1H-nupazono|3,4-djmupumunnn-4(SH)-on (I-1003);
5-{[1-(4-{2,5-mnazabunukmno[2.2.1]rentaH-2-ni} 0eH30MI ) -4-TUIPOKCUTTUIIEpUANH-4-1t | MeTun } -1 -(4-
¢ropdennn)-1H,4H,5SH-mpazono[ 3,4-dJnrupumuaun-4-ona tpudropanerar (I-1005);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-{4-[1-(2-runpoxcuatnin)- 1 H-mupaszon-4-umn]6eH30m | munepuuH-4-
wi)metwi|-1H,4H,5SH-ttupazono| 3,4-d [mupumunna-4-on (I-1006);
5-((1-(4-¢dpTopbenzonn)-4-rupoKcununepuanH-4-mn)merun)- 1 -(4-(2-(1-meTnmunepuauH-2-mn)atui ) de-
Hun)- 1 H-mapasono[3,4-dmupumunnn-4(5SH)-on (I-1007);
1-(3-(3-(mumeTrnamuno )riporin) pernn )-5-(( 1-(4-hropOeH30mIT)-4-THIPOKCHITHIICPH TUH-4-HJT)METHI ) -
1H-nupazono|3,4-dmupumuaun-4(5SH)-on (I-1008);
3-((1-(umxToniponaHKapOOHWIT )-4-THIPOKCUITHITEPUAHH-4-1T )MeTrN )-7 -(3-(munepuauH- 1 -ummetnn ) pe-
au)-3H-mmappoio[2,3-djmupumuann-4(7H)-on (I-1009);
3-[(1-uuknonponankapOOHUI-4-THAPOKCHIHIIEpUANH-4-HIT)MeTHI |- 7-[4-dTop-3-(TTunepuanH- 1 -nime-
tun)denmn]-3H,4H,7H-tuppo:no[2,3-d[mupumuana-4-on (I-1010);
(S)-5-(1-(1-(4-Ppropodenzomn)-4-ruapokcununepuIuH-4-uin)atin)- 1 -(4-gpropdennn)- 1 H-nupazono|[ 3,4-
dmupumunnn-4(SH)-on (I-1013);
6-{[(1r,4r)-4-(4-{[1-(4-propdennn)-4-okco-1H,4H,5H-nupazo:no[3,4-dmupumuann-5-un |MeTwn | -4-rum-
POKCUIHIIEPHUINH- | -KapOOHMIT ) [IUKJIOT€KCIIT |OKCH | TpuAnH-3-kapoonutpuia (1-1014);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[(6-MeTHITTUPA3HH-2 -HJT) OKCH | TUKIIOT€KCAHKAp OO HHIJI | TTH-
nepunuH-4-wn } metn)- 1 H,4H,5H-mmpa3zoino| 3,4-d Jrupumuana-4-on (1-1015);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[(2-MeTHITUPUMU TUH-4-IT)OKCH | IUKJIOT €KCAHKapOO-
Hu [munepunuH-4-wn } metin)- 1 H,4H,5SH-mmupa3zono| 3,4-d jrupumuanna-4-on (1-1016);
5-({4-ruapoxcu-1-[(1r,4r)-4-[(2-bToprpuanH-3-1IT)OKCH | ITUKIOTeKCAHKapOOHWIT | TUTIEPUIAH-4- 1T } Me-
tnn)-1-pernn-1H,4H,5H-tmpazono[ 3,4-d Jmupumuanna-4-ou (I-1017);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-{[6-(a3eTnaNH- | -W1)TUPUANH-2-WUIT|OKCH |} IIMKIIOT€KCaH-
KapOoHwi [munepuanH-4-nn } metnn)-1H,4H, SH-upazono[ 3,4-d Jnrupumuun-4-on (1-1018);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[(5-MeTOKCUTTMPUINH-2-IT)OKCH | TUKJIOTEKCAHKapOOo-
Hu [munepuaua-4-wn } metun)- 1 H,4H,5H-niupasono| 3,4-d Jmupumuua-4-on (1-1019);
5-({4-runpoxcu-1-[(1r,4r)-4-[(5-MeTOKCUNMPHUINH-2-1IT)OKCH | IUKJIOTEKCAHKapOOHMII [THnepuanH-4-
wi ymetnn)-1-¢pennt-1H,4H,5H-nmpazono[ 3,4-d jmupumuaun-4-on (1-1020);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-(Tupa3uH-2 -HIOKCH ) ITUKIOTeKCAHKAPOOHMI |TUTIepU TN H-4 -
nn}metmn)-1H,4H,5SH-tiupazono[ 3,4-d Jrmpumuaua-4-on (1-1021);
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1-(4-dpropdenun)-5-({4-ruapoxcu-1-[(1r,4r)-4-[(2-MeTUITTHUPUMHUANH-S-1IT) OKCH | LIUKJIOT €KCaHKapOo-
HuI | nunepuanH-4-nn } metnon)- 1 H,4H, SH-nupazono| 3,4-dmupumuann-4-on (1-1022);
1-(4-propdenmn)-5-({4-runpokcu-1-[(1s,4s)-4-[(6-PTOpTIUPHUINH-2-1IT)aMHIHO | ITUKIIOTEKCAHKAPOOH I | TH-
nepuauH-4-wn } metn)- 1 H,4H,5H-mmpa3zono|[ 3,4-d Jrupumuana-4-on (1-1023);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[(6-bTOpIUPUINH-2 -1 )aMHUHO |ITUKIIOTEKCAHKAPOOHUII | IT-
nnepunua-4-wi} metn)- 1 H,4H,SH-mmupazono[ 3,4-d Jrupumuanna-4-on (1-1024);
1-(4-propdenmn)-5-({4-runpokcu-1-[ 1 -metnin-3-(1-permmtmn)- 1 H-mupazon-4-kapOoHwi |munepuanH-4-
nn }metmn)-1H,4H,5SH-ttupazono[ 3,4-d Jrmpumuaua-4-on (1-1025);
5-({1-[(3R)-3-(3-pTop-1H-ntmpazon-1-mn)0yraHonn |-4-rugpOKCUTHIICPUIHH-4- 11 } MeTHI)- 1 -(4-hTopde-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1028);
5-({1-[(3S)-3-(3-pTop-1H-nmupa3zon-1-um)0yranons|-4-ruipoKCUnune puanH-4-mi y metnn)- 1 -(4-gpropde-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1029);
5-({4-rungpokcu-1-[2-(1,2,3,4-rerparnaponadranui- 1 -ui)ane T | nunepuIuH-4-1i1 } MeTv)- | -MeThII-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-103);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,3s)-3-[(mupuarH-3 -1 )aMHUHO [ITUKI00y TAHKApOOHMII | TUTICPH-
nmuH-4-mn} metn)- 1 H,4H, SH-mmupa3z ool 3,4-d jmupumuana-4-on (1-1030);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,3r)-3-[(mupuarH-3-1T)aMHHO | TUKJIO0y TAHKAPOOHWII | TUTICPH-
nmuH-4-wn} metn)-1H,4H, SH-mmupa3z ool 3,4-d jmupumuana-4-on (1-1031);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,35)-3-[(5-dTOpUpHIANH-2-HIT)aMUHO |ITUKITI00y TAaHKAP OOHHJI | TTH-
nepuauH-4-wn } metn)- 1 H,4H,5H-mmpa3zono| 3,4-d Jrupumunana-4-on (1-1032);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,3r)-3-[(5-bTOpTIHPUINH-2-1T)aMHHO | IUKJIO0Y TAHKAPOOHHJI | ITH-
nepuauH-4-un } metun)- 1 H,4H,5H-nupazono[ 3,4-d Jmupumuaun-4-on (I-1033);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(1s,3s)-3-[ (MHUpHIUH-2-1IT)aMHHO |[IUKI00Y TAHKApOOHMII | TUTICpH-
nuH-4-n1}metun)- 1 H,4H,5H-tmpazono[ 3,4-dJrupumuaun-4-on (1-1034);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(1r,3r)-3-[ (mupuarH-2-1T)aMHHO JUMKI00y TAHKapOOHWIT |TUTIEpH -
nmuH-4-mn} metn)- 1 H,4H,SH-mmpa3z ool 3,4-d jmupumuann-4-on (1-1035);
5-({1-[(3R)-4,4-muprop-3-(3-pTop- 1 H-tmpazon- 1 -un)oyTaHon | -4-ru Ap OKCUTTUTICPU TN H-4 - 1T } METHI )- 1 -
[4-(TpudTopmeTrn)benmn]-1H,4H,5H-mupazono[ 3,4-dJmupumuana-4-on (1-1036);
5-({1-[(3S)-4,4-mucprop-3-(3-prop-1H-mmpa3zon- 1 -um)0yTaHonn | -4-ruAp OKCUITUTICPUANH-4 -1 } MeTHI )- 1 -
[4-(TpudTopmeTrn)denwmn]-1H,4H,5H-mupazono[ 3,4-djmupumuaua-4-oun (1-1037);
7-(4-bropdennn)-3-({4-runpokcu-1-[(1s,4s)-4-(MUPUANH-2 -HITOKCH ) [TUKJIOT €KCAHKAPOOHII | TUTICPU I H-
4-nn}mernn)-3H,4H,7H-nupposo|2,3-dJmupumuaun-4-on (I-1038);
cuH-5-((1-(4-((2-proprupuaH-3 -1IT)aMHHO ) IUKIOT€KCaH- | -KapOOHWMIT )-4-TUAPOKCUITUTICPUANH-4-HIT)ME-
Tin)-1-penmn-1,5-murunpo-4H-nmpazono| 3,4-d Jmupumunun-4-on, usomep A (I-1039a);
antu-5-((1-(4-((2-propnupuaun-3-miT)aMHHO JIUKIOTeKCaH- | -kapOOHMIT)-4-THIPOKCUTTHITEpUANH-4-
wn)MeTn)- 1-penun-1,5-qurunpo-4H-mmpazono[ 3,4-d Jnrupumunun-4-on, nsomep B (I-1039b);
5-({4-runpoxcu-1-[4-(penoxcumernn)oen3zomwn | nunepuanH-4-mi y metnn)- 1 -metmn-1H,4H,SH-nimpaszo-
10[3,4-d|mupumuua-4-ou (I-104);
7-(4-dbropdennn)-3-({4-runpokcu-1-[(1s,4s)-4-[(1-meTnun- 1 H-trupazo:1-3-wmm)aMuHO JITUKI0oTeKcaHkap0o-
Hu [munepunnH-4-wn } metin)-3H,4H, 7H-muppo:no[ 2,3 -d Jmupumuaua-4-ou (I-1040);
7-(4-dbropdennn)-3-({4-runpokcu-1-[(1r,4r)-4-[ (1-meTnn- 1 H-tmpazo:mn-3-mui)aMuHO |ITUKI0reKcaHKkap0o-
Hu [munepunuH-4-wn } metin)-3H,4H, 7H-tmuppono[ 2,3-d Jmupumuaua-4-ou (I-1041);
1-[3-(3-¢rop-1H-tmpazon-1-un)dpenwmn]-5- {[4-runpokcu- 1 -(1 -MEeTHIIUKIONIPOTaHKAPOOHIIT ) TUTICPU TN H-
4-nn|merun}-1H,4H,5H-nmupazono[3,4-dmupumunna-4-on (I-1042);
5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) IMNepUANH-4-1i |meTni | - 1 - {4-[4-(TpudTopmeTri)-
1H-mupa3zon-1-wn]dennn }-1H,4H,5H-mupazono| 3,4-d Jrupumuaun-4-on (1-1043);
1-[4-(4-xn0op-1H-nupazo:n-1-um)denun]-5- {[4-runpokcu-1-(1 -MeTHIMKIONPOTIaHKAPOOHWIT) TUTIEPU T H-
4-un|merun }-1H,4H,5H-tupazono[ 3,4-d [mupumunua-4-on (I-1045);
1-(3-((3,3-mudroprmknoOyTi)MeTokcH ) heHnn )-5-((4-ruapokcu- 1 -( 1 -Me THIIMKIoponaH- 1 -kap6o-
HUT)UnepuanH-4-uwn)metun)- 1,5-murunpo-4H-mupaszono| 3 ,4-dJmupumunna-4-on (I-1046);
1-{3-[(4,4-mudTOpIMIKIOTeKCHIT)OKCH | heHMIT } -5- {[4-THnpoKcH- 1 -( 1 -Me THIIMKIIOTPOTaHKAPOOHUIT ) ITH -
nepunuH-4-wi|metun } - 1H,4H,5H-mmupa3zono|[ 3,4-d Jmupumunna-4-on (1-1047);
5-({4-ruapoxcu-1-[3-(1H-muppos- 1 -mr)oyranown |nunepuanH-4-wmi } metun)- 1 -metwi- 1 H,4H,5SH-mmpa-
30110 3,4-d]mupumunua-4-oH (I-105);
5-({4-runpoxcu-1-[(3S)-3-(1H-nupazon-1-nm)0yranown nunepuaun-4-ui } Metun)- 1 - {4-[ (3R)-3-ruapok-
cu-3-metunmupponuaus- 1 -wi|denun } - 1H,4H,5H-nupasono| 3,4-d mupumunun-4-on (I-1052);
5-({1-[4-(nucpropmeTOKCH)OeH30MIT|-4-THAPOKCHITHTIEpUANH-4-11 } MeTh)- 1 -(4-metundennn)-1H,4H,5H-
nupa3zono|3,4-dJmupumunua-4-oH (1-1058);
5-[(4-runpokcu-1-{4-[(1-MeTHIIHPPOIUANH-3 -HIT)OKCH | OCH30MI } TUTIePUIUH-4 -1 )Me T |- 1 -(4-MeTrII-
¢denmn)-1H,4H,5H-mupazono[ 3,4-d Jmupumuaun-4-ou (1-1059);
4-[4-ruapoxcu-4-( { 1-metnin-4-oxco-1H,4H,5SH-ttmpazono[ 3,4-d jmupumMuarH-5-1i1 } MeTHIT ) TATIEpUIAH- 1 -
kapOoHui|-N-permiden3on-1-cynbponamus (I-106);
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5-({1-[(3R)-4,4-mudrop-3-(1 H-nupazon-1-mn)0yraHousn | -4-ruipoKCHITUIIEpUIUH-4 -1 } MeTHIT)- 1 -(4-Me-
tungennn)-1H,4H,5H-npazo:no[3,4-d[mupumuana-4-on (I-1060);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupa3zon-1-n)0yTaHomNI | -4-THIPOKCUITHITCPU AMH-4-111 } MeTHIT) - | -(4-Me-
tundenwmn)-1H,4H,5H-mupazono[ 3,4-d jmupumuauna-4-on (1-1061);

5-[(4-runmpokcu-1-{4-[(1-MeTrHImUNepUIUH-4-IT)OKCH | O€H301MIT } TUTepUANH-4 -1 )MeTw |- 1-(4-meTrnde-
aun)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1062);

5-({4-ruapoxcu- 1 -[4-(MupUMUIIH-2-HITOKCH ) OCH30MJI | TATIEPUINH-4-1I1 } METHI)- 1 -(4-MeTrih eHu ) -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1063);

5-({4-rungpoxcu-1-[(1s,3s)-3-(MmpuaAnH-2-NIOKCH ) INKIO00y TaHKapOOHWII |TUIIepUITH-4- 1171 } MeTHIT )- 1 -(4-
metundenmn)-1H,4H,SH-tupazono[3,4-d jmupumunna-4-on (1-1064);

1-(3-{5-[(1-umknonponankapOOHII-4-TUAPOKCUTTUTIEPU TN H-4 -1 )MeTH |-4-0kco- 1 H,4H, SH-nipaso-
10[3,4-d]mupumunann-1-nn} hennn)-3-unkinonponumodesuna (1-1065);

4-[(1-{5-[(TmuKIOTPONMIMETHIT)aMIHO |TupuIiH-3 -1 } -4-okco- 1 H,4H,5SH-tupazonol[ 3,4-d [mupumu nus-5-
win)MeTwi|-4-runpokcu-N,N-muMeTuianunepuus- 1 -kapookcamun (I-1066);

7-(4-dbropdennn)-3-({4-runpokcu-1-[(1r,4r)-4-[ (1-meTni- 1 H-trmpazo:1-3-wmi) OKCH [ IUKIIOT eKCaHKap 00-
Hu [munepunuH-4-wn } metin)-3H,4H, 7H-tmuppo:no[ 2,3 -d Jnupumuaua-4-ox (I-1067);

N-[(1r,4r)-4-[(4-[[1-(4-dTOopdhennn)-4-okco-1H,4H,5SH-nmpa3zono[ 3,4-d jmupumunua-5-ni | MeTnin | -4-ru-
pokcununepuanH- 1 -uin)kapOoHw Jiukiorekcui |anetamua (I-1068);

5-((4-rumpokcu-1-((1r,4r)-4-(MupuaUH-2-UIOKCH ) TUKIOTEKCAHKAP OO HII ) TUTIepU ANH-4-1i1 )MeTH )- 1 -(4-
(ruppoxkcumertnn)pennn)- 1 H-mupazono[ 3,4-d Jrmpumuanna-4(5SH)-ou (1-1069);

4-[4-runpoxcu-4-( { 1-metmi-4-okco-1H,4H,5SH-nmpazono[ 3,4-dmupuMuans-5-n } MeTrin ) munepuanH-1 -
kapOoHui|-N-MeTmi-N-pennnoenson- 1 -cynpdonamun (I-107);

1-(4-6pomdennin)-5-{[1-(4-propdensomn)-4-ruapoxcununepuaunn-4-ui|mermn } -1 H,4H,5SH-tmpazomno[ 3,4-
d]mupumunnn-4-on (I-1070);

5-{[4-runpoxcu-1-(6-MeTOKCUNMPUANH-3-KapOOHWI ) THIepUANH-4 -1 |MeTni | -1 -[4-(Tpud Tropmerrin) pe-
awn]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1071);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-(IUKIOTIPONTUIAMIHO ) ITUKIOT€KCAHKAPOOHWI | TUTICPH T H-
4-un}mernn)-1H,4H,5H-upazomno|3,4-d[mupumunna-4-on (I-1072);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[ (MUKIOTIPOTTHIMETHIT)aMHUHO | INKIIOT€KCAHKApOOHMJI | TH-
nepunuH-4-wn } metn)- 1 H,4H,5H-mmpa3zono| 3,4-d Jrupumuana-4-on (1-1073);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-[ (MUKIOTIPOTTUIMETHI ) AMUHO | [TUKJIOT €KCAHKAPOOHIII | TTH-
nepuauH-4-un} merun)- 1 H,4H,5H-nupazono[ 3,4-djmupumuaun-4-on (1-1074);

N-[(11,4r)-4-(4-{[1-(4-PpTopdenmn)-4-okco-1H,4H,5H-mpazosno| 3,4-d jnupumuaus-5-un | Metnn } -4-rua-
PpOKCUIHIIEpHUINH- | -KapOOHMIT ) IUKIIOTeKC T JuKIonponankapookcamuy (I-1075);

N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIUH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumuann-1-nn} hpernn)nupuaus-3-kapookcamus (1-1076);

7-(4-dpropdenun)-3-{[4-ruapokcu-1-(2-meTuin-1,3-okcazon-5-kapOOHUIT ) TUIEPUIMH-4 -1 [METHI | -
3H,4H,7H-muppoio[2,3-dmupumuann-4-on (I-1077);

7-(4-bropdennn)-3-{[4-runpokcu-1-(1-metnn- 1 H-mupazon-4-kapOoHU ) TUTTEPUTHH-4 -1 |[METHI | -
3H,4H,7H-muppoio[2,3-dmupumunnn-4-on (I-1078);

3-{[1-(1-umuxmonponwi- 1 H-nmupa3zon-4-kapOoHn)-4-ruipokcununepuaua-4-wmi |metwn § -7-(4-propde-
uaun)-3H,4H,7H-tuppomo[2,3-d[mupumunnn-4-on (I-1079);

4-[4-runpoxcu-4-({ 1-metmi-4-okco-1H,4H,5SH-nmpazono[ 3,4-d mupuMuans-5-n } MeTrin ) munepuanH-1 -
kapOoHui|-N-metmi-N-pennnoenzamuy (I-108);

1-[3-(4-aneTunmunepasus- 1 -wi)derwn ] -5-[ (1 -uukaonponankapOOHIWI-4-THAPOKCHITUTICPU AN H-4 -FIT )Me-
tn|-1H,4H,5H-iupazono[ 3,4-d Jmupumunua-4-on (I-1080);

4-(3-{5-[(1-umknonponankapOOHII-4-TUAPOKCUITUTICPUANH-4 -1 )Me T | -4-0kco- 1 H,4H,SH-mmupa3o-
10[3,4-d]mupumunann-1-nn} pennn)-1,6,4-ruomopdonmn-1,1-guon (I-1081);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4- ) MeTw |- 1-[4-(1,2,3,4-TeTparuApoXuHOIUH- 1 -
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumunna-4-on (I-1082);

5-[(1-mmukonponankapOoHUI-4-TUApoKCUTTUTIepuAnH-4-mn)Metwn |- 1-[3-(1,2,3,4-TeTparuApoXuHOIUH- 1 -
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumuana-4-on (I-1083);

2-[1-(4-{5-[(1-muxTonIponIaHKap O0HUIT-4-TUAPOKCUTTUTIEpU TN H-4- 1T )MeTH |-4-okco- 1 H,4H,SH-nmupa-
30510[ 3,4-d|mupumuaun- 1 -vt} pern)nunepuau-3-wi |aretonutpui (1-1084);

1-(4-xnopdenmn)-5-({4-runpoxcu-1-[2-(4-mMeTunnunepasu- 1 -mn)-1,3-okcazon-5-xkapOoHWI | TUIEpUITTH-
4-nn}mernn)-1H,4H,5H-nupazono[3,4-dmupumuana-4-on (I-1085);

1-(4-xnopdenun)-5-({4-runpoxcu-1-[ 2-(mmpuanH-2-nnokcn)-1,3-okcazoin-5-kapOoHMI | TUnepuarH-4-
wi}metmn)-1H,4H,5H-mupazonol[3,4-d Jnupumuua-4-ox (I-1086);

1-(4-xnopdenmn)-5-({4-runpoxcu-1-[4-(1H-1,2,3,4-TteTpazon-1 -nir)0oeH30m1 |TUNIEpUITH-4- 11 } METHIT )-
1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1087);

1-(4-xnopdennn)-5-({4-runpokcu-1-[4-(1 H-umunazon- 1 -uin) 0eH30 M | TATIEPUTAH-4- 1T } METHT)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1088);
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1-(4-xnopdenmn)-5-({4-runpoxcu-1-[4-(5-metnn-1H-1,2,3,4-reTpaszon- 1 -un)oeH30m | e puaAnH-4-
i} metmn)-1H,4H,5H-mupazonol[3,4-d Jnupumunua-4-on (I-1089);

4-[4-runpoxcu-4-( { 1-metnin-4-oxco-1H,4H,5SH-ttmpazono[ 3,4-d jmupumMuagrH-5-1i } MeTHIT ) TATIEpUIAH- 1 -
kapOonmi|-N-permtoenzamuy (1-109);

1-(4-xnopdennn)-5-({4-runpoxcu-1-[4-(1H-1,2,4-rpuazon- 1 -um)0eH30MIT | TUTICPUTAH-4- 1T } METHI)-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1090);

1-(4-xmopdenmn)-5-{[ 1 -(5-mmuknonponui-1,3,4-okcaauazon-2-kapOoHNN ) -4-TUAPOKCUTTUTICPUTUH-4 -
wi|merun}-1H,4H,5H-ttupazono[ 3,4-d Jrmpumuaua-4-on (1-1091);

1-(4-xopdenmn)-5-{[1-(1-mmxnonpomnmi-1H-umunazon-4-kapO6oHni)-4-rupokcununepuanH-4-mi | Me-
tun}-1H,4H,5H-nupazonol 3,4-dmupumuann-4-on (1-1092);

1-(4-xnopdenmn)-5-{[1-(1-mmxnonpomwi-1 H-nupa3zon-3-kapOoHuT)-4 -THIpOKCHITUIIE U ANH-4- 1T |METHII | -
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1093);

1-(4-xnopdenmn)-5-{[1-(1-mmxnonpomnmi-1 H-nupaszon-4-kapOoHuT)-4-THIPOKCUITUIIEPUANH-4- 1T |METHII | -
1H,4H,5H-nupazomno[3,4-djmupumunun-4-on (1-1095);

1-(4-xnopdennn)-5-[(4-ruapoxcu-1-{4-[ (1 -MeTunmunepuanH-4-11)0KCH | OCH30MII | TATIEPUIUH-4- 1T )Me-
tnn]-1H,4H,5H-mupazomno[ 3,4-d|mupumuana-4-on (I-1096);

1-(4-xnmopdennn)-5-[[ 1-([3-[2-(nuMeTnIaMIHO )3 TOKCH | heHWIT |[KapOOHN ) -4-TUAPOKCUTTUTICPUTUH-4 -
i |merun|-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1097);

1-(4-xnopdenmn)-5-[(1-{3-[3-(muMeTHIaMIHO )TIPOTIOKCH | O€H30MIT } -4 -TUAPOKCHUTTUTICPUTUH-4 - T )METHII |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1098);

1-(4-xnopdenmn)-5-[(1-[[4-(1,5-mumeTnn-1 H-umunazon-2-mn)denun | kapOoHUI |-4-THAPOKCUITHIIEPUTUH-
4-um)metun |-1H,4H, SH-mupazono| 3,4-d Jmupumuaus-4-ou (1-1099);

2-(3-{5-[(1-6en30Mn-4-runpokcunumnepuauH-4-mwi)metui | -4-okco- 1 H,4H,5H-impazono[ 3,4-d Jmupumu-
1uH-1-11} penmn)ykcycnas kuciota (I-11);

N-{4-[4-runpokcu-4-({1-metun-4-oxco-1H,4H,5H-nupazono| 3,4-d nupumMuinH-5-1i1 } METHIT) THIEPHTTH-
1-xap6onun]pennn } 6enzamuy (I-110);

N-(3-{5-[(1-umuxonponankapOOHMI-4-TUAPOKCUTTHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuuH- 1 -w } perwmn)-5-metmmupasui-2-kapookcamu (1-1100);

1-(4-xnopdenmn)-5-({1-[4-(1,2-mumeTi- 1 H-umuaa3o1-5-n1)0eH30 11| -4 -THIPOKCUITHITCPUTHH-4-1J1 } Me-
tnn)-1H,4H,5H-tupazono[ 3,4-d|mupumuana-4-on (I-1101);

5-{[1-(4,4-mupTop-3-peHmnOyTanowmn)-4-ruapoKcunune puanH-4-mi |metun } - 1 -penwmn-1H,4H, SH-mupazo-
110[ 3,4-d[mupumunua-4-oH (I-1102);

5-({1-[(3S)-4,4-mudrop-3-pennndyranoni|-4-ruxpoxcununepuant-4-mn y metwn)- 1 -penwn-1H,4H,SH-mu-
pazoino[3,4-d[mupumuana-4-on (I-1103);

5-({1-[(3R)-4,4-nudrop-3-pennndyranomn]-4-ruapokcUnUnepuInH-4-1i  MeTiin)- 1 -pennn-1H,4H,5SH-
nupa3zono|3,4-dJmupumunun-4-oH (I-1104);

5-{[1-(4-6en3un-1,3-okcazon-5-kapOoHun)-4-ruapokcununepuua-4-ui|mernn} -1 -penmn-1H,4H, SH-mn-
pazouno|[3,4-djJmupumuana-4-ou (I-1108);

N-{4-[4-runpokcu-4-({1-metun-4-oxco-1H,4H,5SH-mupazono[3,4-d |mupuMuIuH-5-1I1} METHI ) TUTICPU AHH-
1-xap6onun]pennn } 6enzoncynbponamun (I-111);

5-{[1-(3-6en3un-5-metmi-1,2-tuazomn-4-xkapOoHw)-4-THAPOKCUTTATICPUANH-4-1i1 [MeTh } - 1 -(4-dTopde-
uun)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1110);

1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-(mudTopMeTOKCH ) IUKIIOTEKCAHKAPOOHHII |THIIepuAnH-4-
wi ymetnn)-1H,4H,5H-mmipaso:no[3,4-dmupumuana-4-on (I-1112);

1-(4-dpropdenun)-5-({4-runpoxcu-1-[(1r,4r)-4-(Mnpa3uH-2-UIOKCH ) TUKJIOTEKCAHKApOOHHII | TUITepUANH-4-
wi}metmn)-1H,4H,5H-mupazono[3,4-d Jnupumuua-4-on (I-1113);

1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-[(1-meTun-1 H-nupason-5-mi)okcH |UUKIOreKcaHkap0o-
HwI | nunepuanH-4-nn } metnon)- 1 H,4H, SH-nupazono| 3,4-dmupumuann-4-on (1-1114);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-METOKCUITUKIOTCKCAHKAPOOHIIT |TUTICPUIAH-4 -1 } METHLT )-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1115);

cuH-5-((4-ruapoxcu- 1 -(1-MeTmImuKIOIponaHKapOOHIT ) TUIepUINH-4 -1 )MEeTH )- | -(4-((4-METOKCHITHK-
norexkcuin)okcn)pennn)- 1 H-mupazomno|3,4-dmupumunnn-4(5SH)-on, nzomep A (I-1116a);

aHTH-5-((4-ruapokcu- 1 -(1-MeTHIIUKIOPOTaHKap OO HIT ) TUTIEPU AN H-4 -1 )M THII )- 1 -(4-((4-MEeTOKCHITUK-
norexkcun)okcn)hennn)- 1 H-mupa3zoino[3,4-d jmupumunun-4(SH)-on, nzomep b (I-1116b);

1-{4-[(4,4-mudTopuuxnorekcun)okcu | penun | -5-{[4-runpokcu-1-( 1 -MeTHIIUKIONPONaHKAPOOHHIT ) THIIE-
punus-4-wn|mernn} -1H,4H,5H-nmpazouno[ 3,4-d jmupumuaun-4-on (I-1117);

5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) IMNepuIUH-4-1i |MeTni | - 1 - {4-[ (3-meTHnokceTaH-3-
wn)metokcu | pennn ) -1H,4H,5H-nmpazouno| 3,4-dJmupunmuaun-4-on (I-1118);

1-{4-[(1-dTopruknoOyTHI)METOKCH |peHMI § -5- {[4-rHuapokcu-1 -(1-MeTHIIMKIOIpOIaHKapOOHMIT ) TUTIEPH-
muH-4-ni|metwn } -1H,4H,5H-timpazono[ 3,4-dJmupumuaun-4-on (I-1119);

5-({4-ruapoxcu-1-[3-(1,3-tnazomn-2-un)oyTanoni | munepuant-4-ui  metin)- 1 -metun-1H,4H,5SH-
nupazono|3,4-d|mupumunua-4-on (I-112);
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N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
10[3,4-d]mupumuann-1-nn} hennn)-4-metundensamua (I1-1120);

N-(3-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUTTHITIEpUANH-4 -1 )MeTwi |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -w } perwmn)-3-metokcudenzamun (I-1121);

N-(3-{5-[(1-umuxonponankapOOHMI-4-TUAPOKCUTTHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -mt} penwn)-3-propoenzamun (I-1122);

N-(3-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUTTHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -w} penwn)-2-propoenzamu (I-1123);

7-(4-dpropdenun)-3-({4-runpokcu-1-[(1r,4r)-4-(TUPUIUH-2 -UIOKCH ) TUKJIOTEKCAHKapOOHMII | TUIIepUITH-4 -
wi ymetnn)-3H,4H, 7H-muppono[2,3-d Jmupumuaun-4-on (I-1124);

3-({1-[(3R)-4,4-mudrop-3-(3-prop-1H-nupazomn-1-un)0yranonn]-4-rugpokcununepunH-4-ui  MeTHII)-7 -
(4-propdenun)-3H,4H,7H-tuppono[2,3-dmupumuana-4-on (1-1125);

3-({1-[(3S)-4,4-mudrop-3-(3-prop-1H-tmpazosn-1-un)oyranonn]-4-rugpokcunuIepunH-4-mi } METHIT)-7 -
(4-dpropdenun)-3H,4H,7H-tuppono[2,3-dmupumuana-4-on (1-1126);

1-(4-xnopdenmn)-5-({4-runpokcu-1-[3-(mupponuauH- 1 -uiMeTHT) OeH30 W1 |TUTIePU T H-4 - IT } METHIT )-
1H,4H,5H-mmupazomno[3,4-dmupumunna-4-on (1-1127);

1-(4-xnopdennn)-5-({4-runpoxcu-1-[4-(1H-1,2,3-rpuazon- 1 -um)0eH30MIT | TUTICPUITAH-4-HIT } METHI)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1128);

1-(4-xnopdennn)-5-({4-runpoxcu-1-[4-(2H-1,2,3-tprazo-2-um)0eH30 W | TUTICPUTAH-4- 1T } METHI)-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1129);

5-{[1-(2-xnop-4-peHokcubenzomn)-4-ruapokcununepuIua-4-mwi|mernn} -1 -merun-1H,4H, SH-mupazo-
10[3,4-d[mupumunun-4-oH (I-113);

1-(4-xnopdenmn)-5-{[1-(2-mmknonpomnui-1,3-oxcazon-5-kapOoHnI)-4-ruApOKCUIIHIICpUANH-4-HIT |METHIT | -
1H,4H,5H-nupa3omno|3,4-d jmupumunun-4-on (1-1130);

1-(4-xnopdenmn)-5-({1-[(3R)-4,4-nudTop-3-(1 H-mpazon-1-na)dyraHomn]-4-ruapokcununepuIua-4-
nn }metmn)-1H,4H,5H-tiupazono[ 3,4-d Jrmpumuaua-4-on (I-1131);

1-(4-xnopdennn)-5-({1-[(3S)-4,4-mudTop-3-(1H-mmupazo:n- 1 -mr)oyranons |-4-ruAp OKCHTTUTICpUTAH-4 -
nn}metmn)-1H,4H,5H-tiupazono[ 3,4-d Jrmpumuaua-4-on (1-1132);

1-{4-[(3,3-muTOpIMKIO0Y THIT)METOKCH |peHIIT } -5- {[4-THapOoKCcH- | -( 1 -METHIIMKIONTPOTIaHKAPOOH I ) ITH-
nepunuH-4-wi|metun } - 1H,4H,5H-mmpa3zono[ 3,4-d Jrupumunna-4-on (1-1133);

1-{4-[(4,4-mudTOpIKIOTeKCHIT)OKCH | heHm } -5- {[4-Tunpokcu-1-(2-MeTn- 1,3-okca30-5-kap OOHMI ) TTH-
nepuauH-4-un|mernn} -1H,4H,5H-nupazono[ 3,4-dJmupumuaun-4-on (I-1134);

1-{4-[(1-dToprukIoOyTHI)MeTOKCH | e | -5- {[4-runpokcn-1-(2-meTui-1,3-okcazon-5-kapOoHw) -
nepuauH-4-un|mernn} -1H,4H,5H-nupazono[ 3,4-d Jmupumuaun-4-on (I-1135);

5-{[4-runpoxcu-1-(1-meTunmkiao6yraHKapOOHMT ) IHIepUANH-4-11 | MeTHi | - 1 - {4-[(3-MeTmIIOKCeTaH-3-
wn)metokcu | pennn ) -1H,4H,5H-nupazouno|3,4-djmupumunun-4-on (I-1136);

1-{4-[(1-dTopruknoOyTHI)METOKCH |peHmI § -5- {[4-ruapokcu-1-(1-MeTHIINKI00y TaHKapOOHIIT ) THIIEPH-
nmuH-4-wi|metmn } - 1H,4H,5SH-mmupa3z ool 3,4-d jmupumuann-4-on (1-1137);

4-runpoxcu-4-[(1-{4-[(3R)-3-meTokcunupponuana- 1 -uin | penwn } -4-okco-1H,4H,SH-tupazono[ 3,4-d |mm-
pumuanH-5-un)Metun |-N,N-mumetnanunepuans- 1 -kapookcamu (I-1138);

5-({4-ruapoxcu-1-[(35S)-3-penmnOyranowt | nunepuauH-4-mwi } Mmetun)- 1 -(4-metundenwn)- 1 H,4H,5H-nu-
pazouno|3,4-djmupumuana-4-ou (I-1139);

5-{[1-(2-amuHO-4-x110pOEH30MI )-4-TUAPOKCUNTUTIEPUANH-4 -1 [MeThi § -1 -(4-meTundennn)-1H,4H, SH-n-
pazoinol[3,4-d[mupumuann-4-on (I-1140);

5-((4-runpokcu-1-(4-(4-ruapOKCULIMKIOTEKCHIOKCH ) 0EH30 M) TUITepU AN H-4- 1T )MeTHI) - 1 -11-Tosmi- 1 H-
npazono|3,4-djmupumunun-4(SH)-on (I-1141);

5-((4-runpokcu-1-(4-(1-mMeTunazeTuinH-3-UI0KCH ) OCH30 M ) TUTIEpUANH-4-rT)Me T )- | -n-rosmi- 1 H-
npazono|3,4-djmupumunun-4(SH)-on (I-1142);

5-((4-rumpokcu-1-(4-(oxceTaH-3-MI0KCH )OEH30 M ) TATIEPUIUH-4- 1T )MeTH ) - | -1i-Tomi- | H-mmpaszomno( 3,4-
djmapumuaua-4(SH)-on (I-1143);

5-({4-ruapoxcu-1-[4-(okcaH-4-uI0KCH ) OSH30WI |TUTIEpU I H-4-11 } MeTHN )- 1 -(4-meTrnd ennn)- 1 H,4H,5H-
nupazono|3,4-dmupumunua-4-on (I-1144);

5-((4-rumpokcu- 1 -(4-(munepuuH-4-MIIOKCH ) OSH30 W ) TUTICPUANH-4-1T )MeTHA ) - | -11-Towi- | H-iupaso-
10[3,4-d]mupumunua-4(5H)-on (I-1145);

5-[(1-uuknonpomnankapOOHMI-4-THIpOKCHTTHIIEpUANH-4-mn)MeTiin] - 1-(4- {[2-(munepuaun- 1 -mn)atui JamMu-
Ho } pennn)-1H,4H,SH-mpazono[ 3,4-d Jnrupumuaun-4-on (I-1146);

5-[(1-nuknonpomnankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-mT)MeTi ] - 1 -(4- {[2-(MopdonmmH-4-1i1)3THiT | amu-
Ho } penmn)-1H,4H,5H-niupazono[3,4-d |mupumunun-4-on (1-1147);

5-[(1-uuknonpomnankapOOHUI-4-rHapOoKCHIHIIEpUANH-4-mn)Me T | - 1 - {4-[ (2-oTunOyTrn)amuHo | perwn | -
1H,4H,5H-nupa3omno|3,4-djmupumunun-4-on (1-1148);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4 - )MeTh |- 1 -(4-{ [ 2-(TipoTiaH-2-Hu10K-
cu)atun]amuHo } hernn)-1H,4H,SH-mupazomno|3,4-dJmupumuana-4-on (I-1149);
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5-{[4-runpokcu-1-(2-penunin-1,2,3,4-reTparuipon30XnHOINH-6-KapOOHHIT ) TUITepUANH-4- 1T |MeTHI | - 1 -
metmn-1H,4H,5H-nupazonol3,4-d Jmupumuaia-4-on (I-115);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4 -1 )METHI | - | - {4-[ (IUKIOTIP OITMIIMETHIT ) aMH -
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-1150);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpU AN H-4 - 1) MeTHI |- 1 -(4-{[ (1 -MeTrImunIe puInH-3 -m)Me-
tin]amuo } hennn)-1H,4H,5SH-mupazono[3,4-d|mupumuana-4-on (I-1151);
N-(3-{5-[(1-umuxonponankapOOHMI-4-rUAPOKCUTTHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -w } perr)-4-metTokcnden3o- 1 -cyapporamun (I-1152);
5-[(1-uuknonponankapOOHUI-4-THIPOKCUTTHIIEpUANH-4-1T)Me T | - 1 -[ 3-(1mKIonponmIaMuHO ) peHu | -
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1153);
1-[3-(mknorekcrmnamuHo ) pennn|-5-[ (1 -nuknonponaHkapOoHMI-4-THAPOKCUITUTIEPH IUH-4-HIT)METHII |-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1154);
1-[3-(6en3mnamuno ) penni]-5-[ (1 -nukionponankapOOHUI-4-TUIPOKCHTTUITC P TTH-4 - T )M THII |-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1155);
5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEpUIUH-4- 1) MeTHI |- 1 - {3-[ (2-pernma T )amuHO | heHwnt | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1156);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-T)MeTHI |- 1 -{3-[ (2,2 - nuMe T OTIvIT ) aM -
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1157);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTATIEPUINH-4 -1 )Me T |- 1 -{ 3-[ (MupuanH-3 -UIMETHI ) aMH-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1158);
5-({1-[(3R)-4,4-mudrop-3-(4-drop-1H-nupazomn-1-un)0yranonn]-4-rugpokcununepuinH-4-ui  MeTui)- 1 -
(4-dpropdenun)-1H,4H,5H-tupazomno| 3,4-d jmupumunun-4-on (I-1159);
5-[(1-{3-[6en3nn(meTuir)aMuHO |0 H30MI |} -4-TrHApOKCUTIHTIEpUIUH-4- 1T )MeTwi |- 1 -metnn- 1 H,4H,SH-nu-
pazoiol[3,4-djmupumunun-4-on (I-116);
5-{[4-runpoxcu-1-(4-{[5-(2-ruapOKCUITOKCH ) TUPHINH-2 -1 |OKCH } OEH30MIT ) TUIIepUANH-4-11 |MeTH } - 1 -
(4-metundennn)-1H,4H,SH-upa3zoino| 3,4-d jmupumuann-4-on (1-1160);
5-{[1-(3-6en3un-1-metmn-1 H-mupazon-4-kapoouun)-4-ruapokcununepuana-4-ui | metun § - 1 -(4-dpropde-
uun)-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-1161);
1-(4-propdenmn)-5-[(4-ruapokcu-1-{1-metun-3-[(1R)-1-benmmatrn]- 1 H-mupazon-4-kapOoHu: } iute-
puaua-4-un)metnn]-1H,4H,5H-mupazomno[ 3,4-d[mupumunna-4-on (I-1162);
1-(4-propdennn)-5-[(4-ruapokcu-1-{1-metnn-3-[(1S)-1-permmTmin]-1 H-mupazon-4-kapOoHw } ure-
punun-4-wn)mertun|-1H,4H,5H-upazonol 3,4-d Jmupumunua-4-ox (I-1163);
5-{[1-(3-6en3un-5-merni-1,2-okcazon-4-kapOoHNT)-4-ruapoKcununepuanH-4-mi |merun | - 1 -(4-drop-
¢ennn)-1H,4H,5H-nupazono| 3,4-dmupumuana-4-on (I-1164);
5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) TMNepUIUH-4-1i [MeTni } - 1 - {4-[4-(2-MeTOKCH-
stwn)nunepasus-1-mi]denwn }-1H,4H,5H-mupazonol[ 3,4-dmupumuann-4-on (I-1165);
1-(4-xnopdenmn)-5-({1-[(3S)-4,4-mudrop-3-(3-prop-1H-nupazo:n-1-wn)0yranonn|-4-rugpoxcunmrne-
puaua-4-un }metun)- 1 H,4H,5H-mupazono[ 3,4-dJmupumuana-4-on (I-1166);
1-(4-xnopdenmn)-5-({1-[(3R)-4,4-mudrop-3-(3-dprop- 1 H-mupazon-1-um)0yTaHon | -4-ruaAp OKCUITHII-
epunun-4-un} metn)-1H,4H,5H-tmupazonol[ 3,4-d Jrupumuanna-4-ou (I-1167);
5-{[1-(4-pTopbOenzonn)-4-ruapoKCUIHIICPUINH-4 -1 |MeTHI } - | -[4-(3-THAPOKCH-3-METHIITTUPPOJIUIUH- | -
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumuana-4-on (I-1168);
5-[(1-nuknonpomnankapOoHuI-4-runpoxcununepuant-4-mn)merun]-1-(4-{SH,6H,7H,8H-umnnazol 1,2-
a]mupumuanH-8-nn} penwn)-1H,4H,5SH-upazono[ 3,4-d Jnrupumuaun-4-on (I-1169);
5-({4-rugpoxcu-1-[3-(1,2,3,4-TeTparuJpOXMHOINH- | -11)0eH30MIT | IUTIepUANH-4- 1T } METIIT)- | -MeTHIT-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-ou (1-117);
5-{[1-(4-propbenzonn)-4-runpoxcununepuua-4-mi|mernn } -1-(4-{5H,6H,7H,8H-umunazo[ 1,2-a]mmpn-
muuH-8-mi} penmn)-1H,4H,5SH-nupazono(3,4-d jnupumunun-4-on (I-1170);
5-[(1-mmukonponankapOOHUI-4-THApOKCUTTATIEpU AN H-4-un)MeTrin |- 1-[4-(1,2,3,4-TeTparu ApOXHHOKCATHH-
1-un)dennn]-1H,4H,5H-mmupazono[ 3,4-d jmupumunna-4-on (I-1171);
5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmi |metwn } -1-[4-(1,2,3,4-TeTparuApoXHHOKCAITHH- | -
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumuanu-4-on (I-1172);
5-[(1-mmukonponankapOoHMI-4-TuApoKcununiepuanH-4-mwn)metun|-1-(4-{4H,5H,6H,7H-[ 1,2,4]tpua-
3o110[ 1,5-a]mapumunun-4-un} henwn)- 1 H,4H,5H-mupazono[ 3,4-d |mupumuaun-4-on (I-1173);
5-{[1-(4-propbenzonn)-4-runpoxcununepunut-4-mi|mernn } -1-(4-{4H,5H,6H,7H-[1,2,4]rpunazomno[ 1,5-
a]mupumuanH-4-nn} genwn)-1H,4H,5SH-nupazono[ 3,4-d Jnrupumuaun-4-on (1-1174);
5-[(1-nuknonponankapOoHUI-4-ruapoKcHTHIIepuaAnH-4-mn)merin]-1-(4-{2-metnn-5H,6H,7H,8H-
[1,2,4]tpuazomno[ 1,5-a]nupasun-7-un} denwun)-1H,4H,5H-upazono| 3,4-djmupumuaun-4-on (I-1175);
5-{[1-(4-propbenzonn)-4-runpoxcununepuut-4-un|metun } - 1-(4- {2-metun-5SH,6H,7H,8H-[ 1,2,4]tpu-
asono[ 1,5-a]nupasun-7-uin} pennn)-1H,4H,SH-mupazono| 3,4-d jmupumunna-4-on (1-1176);
5-[(1-mmukonponankapOoHMI-4-TuapoKcununepuanH-4-mwi)merun|-1-(4-{5H,6H,7H,8H-[ 1,2,4]tpu-
asonol[ 1,5-a]mupazun-7-wn} permn)-1H,4H,SH-mupazono|3,4-djmupumuann-4-on (I-1177);
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5-{[1-(4-propbenzonn)-4-runpoxcununepuut-4-mi|mernn - 1-(4-{5H,6H,7H,8H-[1,2,4]rpnazomno[ 1,5-
a]mupasus-7-un} dpennn)-1H,4H,5H-mupazono[3,4-dmupumuann-4-on (I-1178);
5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-un | metun } - 1 -[4-(4-meTnin-1,2,3,4-TeTparugpoXuHO-
kcanuH- 1 -mn)dennn]-1H,4H,5H-mupazono[3,4-d|mupumunun-4-on (I-1179);
5-{[1-(1-aneTnnmunepuarH-4-KapOOHMI )-4-TUAPOKCUTIUTIE PN H-4- 1T |[MeTHI } - | -(4-pTOpdhenwn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1180);
5-[(1-{6umukno[ 1.1.1]nenran- 1 -kapOonun } -4-ruapoxcununepuana-4-un)Metui |- 1 -(4-pTopdenwn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1181);
1-[4-(tmknonenTHIaMuHO )penm]-5-[ (1 -uukaonponankapOOHUI-4 -THIPOKCHITHITEPUANH-4-NIT)METHIT |-
1H,4H,5H-nmpa3omno|3,4-dJmupumunun-4-on (1-1182);
5-[(1-nuknonponankapOOHUI-4-rHAPOKCHIHIIepUANH-4-1T)MeTH | - 1 -[4-(Mop b onnH-4-nm) pennn|-
1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1183);
1-(4-dropdenun)-5-{[4-rugpoxcu-1-(5-MeTOKCHIHPHUIUH-2-KapOOHWIT) TP ITH-4 - FIJT |METHI | -
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1184);
5-[(1-{3-amunr0oOuIIHKITO[ 1.1.1]IeHTaH- | -KapOOHNI } -4-THIPOKCHITHTIEPUIUH-4-1T )MeTh |- 1-(4-propde-
uun)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1185);
1-[4-(mmkorexkcuaamMuHo ) peHmI -5 -[ (1 -muKnonponankapOoHWI-4-THAPOKCUTTUTICPU TTH-4 V1T )METHII |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1186);
5-[(1-mmuKonponankapOOHMII-4-THAPOKCUTTUTIEpUIUH-4- 1) METHI |- | - {4-[ (2-pernma T )amuHo | heHwn | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1187);
5-[(1-uuknonponankapOOHUI-4-rHApOKCHIHIIEpUANH-4-mn)Me T - 1 - {4-[ (2,2 -tuMeTHIInp oI ) aMu-
Ho|denun}-1H,4H,5H-nmpazonol[ 3,4-d Jnrupumuaun-4-on (I-1188);
5-[(1-uuknonpomnankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-mT)Me T ] -1 - {4-[ (mupuauH-3 -UIMeTHI )aMH-
Ho|denun}-1H,4H,5H-mpazono[ 3,4-d Jnrupumuun-4-on (I-1189);
5-[(1-{4-[6en3nn(meTiT)aMUHO |0eH30MI | -4-THAPOKCUITMNIEpUIUH-4-1)MeThi |- 1 -metrn- 1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-119);
5-[(1-mmukonponankapOOHMI-4-TUAPOKCUTTUTIEpUIANH-4-UT)MeTh |- 1 - {4-[ (1 H-mupa3zou1-3-um)amMuHO | pe-
wun}-1H,4H,5H-ttmpazonol 3,4-d Jrupumuaun-4-ou (1-1190);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEPU AN H-4-T)METHI |- | - {4-[ (6-MeTOKCHTTUPHUINH-3 -HIT)aMH-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-1191);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEPUANH-4-T)METHI |- | - {4-[ (2-MeToKCHTTUpHUINH-3 -HIT)aMH-
Ho |¢enmn }-1H,4H,5H-niupazono[3,4-d |mupumunun-4-on (1-1192);
5-[(1-uuknonpomnankapOoHUI-4-ruapokcununepuant-4-mn)merun] -1 - {4-[ (5-merun-1,3,4-tnagnazon-2-
win)amuno | pennn }-1H,4H,5H-nupazono|3,4-d jnupumuun-4-on (I-1193);
5-[(1-uuknonpomnankapOoHuI-4-runpokcununepuanH-4-mn)mern]-1-(3-{[2-(MmopponmH-4-m)3THi | amu-
Ho } pennn)-1H,4H,5SH-mpazono[ 3,4-d Jnrupumuaun-4-on (I-1194);
5-[(1-uuknonponankapOoOHUI-4-ruapoKcHnHnepuaAnH-4-mn)metiin] -1 - {3-[ (2-oTundyrm)amuHo | penwn | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1195);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTATIEpUINH-4 - )MeTh |- 1 -(3-{[2-(TiporaH-2-Hu10K-
cu)atun]amuno } pernn)-1H,4H,SH-upazomno|3,4-dJmupumuana-4-on (1-1196);
5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEpU AN H-4-T)MeTrI |- 1 -(3- {[ (1 -MeTrmunIe puInH-3 -mn)me-
i ]amuHo } hennn)-1H,4H,SH-mupazono[ 3,4-d|mupumuana-4-on (I-1197);
5-[(1-uuknaonponankapOOHUI-4-THAPOKCUTTHIIepUIUH-4-11)MeTi |- 1 - {3-[ (OkcaH-4-HaMe T )aMuHO | pe-
uun}-1H,4H, SH-ntupaszomno[ 3,4-d Jmupumunna-4-on (I-1198);
5-[(1-uuknonponankapOOHUI-4-THAPOKCUTTHIIEpUANH-4-1T)MeTH | - 1 -[4-(tmpponuanH- 1 -mn)penun |-
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1199);
5-({4-rugpoxcu-1-[4-(1,2,3,4-TeTparuJpoN30X MHOIUH-2 -1J1 ) OCH30MJI | TUTIEpUANH-4-1IT } METHIT)- | -MeTHII-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-12);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4 -1 )MeTH |- 1 -[ 3-(TupponuauH- 1 -un ) permn |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1200);
5-[(1-mmuKonponankapOOHMII-4-THAPOKCUTTUTIEpUANH-4 - T )MeTHI |- | -[4-(Tumepu auH- 1 -1 ) peHm |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1201);
5-[(1-mmuKonponankapOOHMII-4-THAPOKCUTTUTIEpUANH-4-T)MeTH |- | -[ 3 -(umepuauH- 1 - ) peHm |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1202);
1-(3-{5-[(1-umuknonponankapOOHII-4-TUAPOKCUTUIIEPUINH-4 -1 )MeTH |-4-0kco- 1 H,4H, SH-npa3o-
110[3,4-d]mupumuann-1-nn} penun)nunepuans-4-kapoonurpuia (1-1203);
1-{4-[6en3un(metmin)amMmuno | penw } -5-[ (1 -muxionpomnankapo0HHI-4-TUAPOKCUTTATIEPUINH-4 -1 )METHII |-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1204);
5-[(1-uuknonpomnankapOOHUI-4-rHIPOKCHITHIIEpUANH-4-mn)MeT] - 1 -[ 3-(4-penmnmumnepunun- 1 -mm)de-
uun|-1H,4H,5H-nmupazomno| 3,4-d jmupumunua-4-on (1-1205);
5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEPU AN H-4 - T )METHI |- | - {4-[ (2-MeTOKCHUATHIT ) (METHIT ) aMH-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-1206);
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5-[(1-nuknonpomnankapOOHUI-4-rHIPOKCHITHIIEpUANH-4-T)MeT ] -1 - {3-[ (2-MeTokcuaTIIT ) (METHIT)aMu-
Ho|denun}-1H,4H,5H-nmpazono[ 3,4-d Jnrupumuaun-4-on (1-1207);
N-[1-(4-{5-[(1-nukIoTponaHKapOOHMI-4-TUIPOKCUTTHIIEpUANH-4-1 )MeThI |-4-okco- 1 H,4H,5H-ttmpazo-
110[3,4-d|mupumuun- 1 -w } permn)nunepuauH-4-wi|anetamun (I-1208);
5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEPUINH-4 -1 )MeTHI |- 1 -{ 3-[4-(IMMETHIIAMUHO ) TUTIEPUTHH-
1-un]dennn }-1H,4H,5H-tupazomno|3,4-d[mupumunua-4-on (I-1209);
5-[(1-mmukonponankapOoHMI-4-THApoKcUTTUIepuanH-4-mwn)Metwn|-1-[3-(1,2,3,4-TeTparuApon30X NHOJIUH-
2-un)penwn]-1H,4H,5H-mmupazono[ 3,4-d jmupumunna-4-on (1-1210);
1-[4-(4-aueTnnmnunepasus- 1 -nn)pennn]-5-[ (1 -nuxnonponankapOOHUI-4-THAPOKCUITUIICPH IMH-4 -1 )Me-
twn|-1H,4H,5H-upazono[ 3,4-d Jmupumunua-4-on (I-1211);
1-(4-propdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-(MnpuaaznH-3-UIO0KCH ) IUKIOTEKCAHKAPOOHHJI | TUITEpUANH-
4-nn}mernn)-1H,4H,5H-nupazono[3,4-d mupumuana-4-on (I-1212);
5-[(1-uuknonponankapOOHUI-4-rHAPOKCHITHIIEpUANH-4-T)Me T | - 1 -[4-(2,4-muxnopdennn)penun |-
1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1213);
5-[(1-mmuKonponankapOOHUI-4-TUAPOKCUTTATIEPUINH-4 - )MeTh |- | -[4-(upuauH-2 -1 heHun |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1214);
5-[(1-mmuknonponankapOoHMI-4-TuApoKcununepuanH-4-mn)metnn |- 1 -[4-(1 H-ungazon-4-mn)pennn] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1215);
5-[(1-mmuKsonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-T)Me T |- 1 -(4-{8-0kca-2-a3aciipo[4.5 | nexan-
2-un} dpennn)-1H,4H,5H-mupazomno|3,4-dmupumunna-4-on (I-1216);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)merin] - 1-(3-{8-okca-2-azacupo[4.5] nexan-
2-un} dpennn)-1H,4H,5H-nupazono[ 3,4-d Jmrupumuaun-4-on (1-1217);
5-{[1-(1-unknaonponuImHUIepuInH-4-KapOOHM)-4-THIPOKCHITHTITEpUANH-4-1i1 |MeTH } - 1 -(4-propdennn)-
1H,4H,5H-nupazomno|3,4-d jmupumunun-4-on (1-1218);
1-(4-propdenun)-5-[(4-ruapokcu-1-{3-pernnonnuknol 1.1.1nentan- 1-kapOonun } munepuanH-4-mi)me-
tnn]-1H,4H,5H-tupazono| 3,4-d|mupumuana-4-on (I-1219);
5-[(1-{4-[(4aR,8aS)-nekaruapon30XUHOJIHUH-2 -1 | O€H30MIT } -4-TUAPOKCUTTUTIEPUINH-4-HT)METHI |- | -Me-
tnn-1H,4H,5H-upa3z ool 3,4-djmupumuann-4-on (1-122);
1-(4-propdenmn)-5-[(4-ruapokcu-1 - {rmpa3zonol 1,5-a]mupu -3 -kapOOHIII } TATIEPUTHH-4-H1IT)METHI |-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1221);
5-({1-[5-(mudTOoOpMETOKCH ) TUPUANH-2-KapOOHW | -4-TUAPOKCUTTUTIEpUANH-4-11 } MeThN)- 1 -(4-bropde-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1223);
5-[(1-{6-amunoctmpo|[3.3]renTan-2-kapOOHM | -4-THIPOKCHTTHIIEpUANH-4-n)MeTHi ] - 1 -(4-dpTopdenmn)-
1H,4H,5H-ntupasomno|3,4-djmupumunun-4-on (1-1224);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-{2H,3H-nupazono[3,2-b][ 1,3]okcazon-6-kapOoHwn } munepuanH-4-
win)metwi|-1H,4H,5SH-ttupazono| 3,4-d Jmupumunna-4-on (1-1225);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(3S)-nunepunun-3 -kapoonnn |nunepuana-4-un y metmn)-1H,4H,5H-
nupazonio|3,4-dmupumunua-4-on (I-1226);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(3S)-mupponuauH-3-KapOOHII |TUTICPUTTH-4 1T } METHI )-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1227);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(3R)-munepunnu-3-kapOoonun | munepuana-4-ni  metmn)- 1 H,4H,5H-
nupazodio| 3,4-dmupumunna-4-on (I-1228);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(3R)-nupponuauH-3-KapOOHWI |TUTIEPUITUH-4-HJT } METHIT )-
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1229);
5-({4-rugpoxcu-1-[4-(1,2,3,4-TeTparuJpOXMHOINH- | -11)0eH30MIT | IUTIepUANH-4- 1T } METHIT)- | -MeTHIT-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-123);
5-[(1-nuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metri] - 1-[ 3-(penunamuHo ) penmn]-
1H,4H,5H-nupa3omno|3,4-dJmupumunun-4-on (1-1230);
5-[(1-mmuKonponankapOOHMIT-4-TH AP OKCUTTUTIEpU U H-4 - T )MeTHI |- | -[4-(peHmnamuto ) pernn ] -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1231);
5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU AU H-4 - 1) MeTHI |- 1 - {3-[ (mupuauH-4-mn)amuHO | eHn | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1232);
5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU N H-4-T)METHI |- | - {4-[ (mupuauH-2-mn)aMmuHO | eHn | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1233);
5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metui| - 1-(4- {[4-(mopdonun-4-mm) de-
Hu JamuHo } pernn)- 1 H,4H,SH-iupazono[ 3,4-d mupumunua-4-on (I-1234);
5-[(1-uuknonpomnankapOoHUI-4-ruapoKcununepuanH-4-mn)merun]-1-(4-{[ 1 -(mupunun-3 -unmermn)-1 H-
npason-3-uilamuno } penmn)- 1 H,4H,5H-nnpazono[ 3,4-djrupumuaun-4-on (I-1235);
5-[(1-uuknonpomnankapOoHUI-4-ruapokcununepuanH-4-mn)merun]-1-(4-{[ 1 -(mupunun-2-unmermn)-1 H-
npason-3-uilamuno } penmn)-1H,4H,5H-nmpazono[ 3,4-djrupumuaun-4-on (1-1236);
1-{4-[(2,1,3-6en30Kcaamazon-4-mia)aMuHo |pernn } -5-[ (1 -IuKIonponankapOOHNUI-4-THAPOKCUTTATIEPU TN H-
4-um)metun |- 1H,4H,5H-mmpa3zono| 3,4-d Jrupumuann-4-on (1-1237);
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5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)mMetui| - 1 - {4-[ (5-unknonponun-1,3,4-Tua-
Juazon-2-min)amuHo |penun t - 1H,4H, SH-mpaszonol 3,4-dmupumuann-4-on (1-1238);
5-[(1-mmukonponankapOOHMI-4-TUAPOKCUTTUTIEpUANH-4-IT)MeTu |- 1 - {4-[ (3-pennn-1,2,4-tnagunazon-5-
nn)amuno |pernn } -1 H,4H,SH-mupazono[3,4-d|mupumuaun-4-on (I-1239);
5-{[4-ruapoxcu-1-(4-{mMeTnin[(2-MeTHIPEHIIT)METHI |aMIHO } OEH30WIT ) TUTIEPUIUH-4-HJT [METHI } - | -MeTHIT-
1H,4H,5H-tmupazono[3,4-d|mupumuana-4-on (I-124);
5-[(1-mmukonponankapOOHUI-4-TUAPOKCUTTATIEpUINH-4 - )MeTh |- 1 -{4-[(1,3-Trazon-2-mn)amuuo | de-
wun}-1H,4H,5H-ttmpazonol[ 3,4-d Jrupumuaun-4-on (1-1240);
5-[(1-nuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)merui] - 1 - {4-[ (5-meTun-1,2-oxcazomn-3-
win)amuto | pennn }-1H,4H,5SH-nupazono|3,4-d [nupumunun-4-on (1-1241);
1-{4-[(4-TpeT-OyTunn-1,3-Tnazon-2-mm)amuno |pern } -5-[ (1 -ukaonponaHkapOOHNI-4-THAPOKCUITUIIEPH-
muH-4-wn)metun|-1H,4H, SH-mupa3zomno| 3,4-d jmupumunun-4-ou (1-1242);
1-{4-[(1,3-6en30THa301-6-11)amMuHO | peHm } -5-[ (1-unkaonponankapOOHMII-4-THIPOKCUITHITCPUANH-4-
wi)metwi|-1H,4H,5SH-ttupazono| 3,4-d [mupumunna-4-on (1-1243);
1-{4-[(5-tpeT-OyTrn-1H-mmupazon-3-mr)amuno |hennn | -5-[(1-muknonponankapOoHUIT-4-THAPOKCUTTUTICPH -
nmuH-4-mwn)metmn|- 1 H,4H,5H-mupazono[ 3,4-djmupumuaun-4-on (I-1244);
5-[(1-mmukonponankapOoHMI-4-TuApoKcuTUepuanH-4-mn)Metw |- 1 -(4-{[ 1 -(4-propdenmn)- 1 H-mupazon-
3-un]amuno } pernn)-1H,4H,5SH-mmupazomno|3,4-d[mupumunnn-4-on (I-1245);
5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU AN H-4-T)MeTHI |- 1 - {3-[ (mupuauH-2-mn)aMmuHO | eHu | -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1246);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metui]-1-(3- {[4-(mopdonun-4-wmm) de-
Hwi1|amuHo } penwn)-1H,4H,SH-nmpazono[ 3,4-djnupumunus-4-on (1-1247);
5-[(1-uuknonponankapOOHUI-4-ruApoKcUuHIepuIuH-4-mi)metin |- 1-{3-[ (1 H-upazon-3-wmwr)amuno | pe-
uun ) -1H,4H, SH-nmupaszono[ 3,4-d Jmupumunna-4-on (1-1248);
5-[(1-uuknonponankapOOHUI-4-rHAPOKCHIHIIEpUANH-4-1T)MeTH | - 1 - {3-[ (6-MeTOKCUIMpUANH-3-1IT)aMu-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-onu (I-1249);
5-({4-ruapoxcu-1-[4-(TromopdonmH-4-n1n)0eH30mi | munepuauH-4-wi } MeTwn )- 1 -metwmn- 1 H,4H,5H-nmupa-
30510 3,4-dJmupumunua-4-o1 (I-125);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEpUINH-4 -1 )MeThI |- 1 -{3-[ (2-MeToKCHTTUpHUInH-3 -
nn)amuno |pennn } -1 H,4H,SH-mupazono[3,4-d|mupumuaun-4-on (I-1250);
5-[(1-mmukonponankapOOHMI-4-TUAPOKCUTTUTIEpUANH-4-IT)MeTw |- 1 - {3-[ (5-meTunin-1,3,4-tnagnazon-2-
win)amuto | pennn }-1H,4H,5SH-nupazono|3,4-d jnupumuun-4-on (I-1251);
5-[(1-nuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metui]-1-(3-{[3-(mopdonun-4-wmm) de-
Hwi1|amuHo } penwn)-1H,4H,SH-nmpazono| 3,4-dJnrupumuaun-4-on (1-1252);
5-[(1-nuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metui] - 1-(3- {[2-(mopdonun-4-wmm) de-
Hu JamuHo } pernn)- 1 H,4H,SH-iupazono[ 3,4-d mupumunua-4-on (I-1253);
6-[(3-{5-[(1-muxIonponankap OOHWI-4-THaP OKCUTTHIIEpUIH-4-1n)Me T | -4-okco- 1 H,4H,5H-nupaso-
110[3,4-d|mupumuuH- 1 -vt } perrn)aMmuHo |mupuauH-3-kapoonutpun (1-1254);
4-({1-[4-(umanomeTokcn)pennin]-4-okco-1H,4H,5SH-upazono| 3,4-d Jrupumuaua-5-un } MeTrn )-4-
ruapokcu-N,N-gumerrmunepuaut- 1 -kapookcamuy (I-1255);
4-ruapoxcu-4-({1-[4-(2-meToxcudrTokcn)pennn]-4-oxco-1H,4H,5SH-nmpa3zomno| 3,4-d [mupumunua-5-
nn } meTin)-N,N-guMmetrmunepuaui- 1 -kapookcamuy (1-1256);
1-{3-[(1,3-6en30THa3011-6-11)amMuHO | peHn } -5-[ (1 -unKkIonponankapOOHUII-4-THIPOKCUITHITCPUANH-4-
wi)metwi|-1H,4H,SH-ttupazono| 3,4-d [mupumunna-4-on (1-1257);
1-{3-[(5-Tper-OyTun-1H-nmupa3zon-3-mm)amuno | pernn } -5-[ (1 -ukmonponaHkapOOHMI-4-TUIPOKCHITUIIEPU-
muH-4-wn)metun|-1H,4H, SH-mmupa3zono[ 3,4-d jmupumunnn-4-on (1-1258);
5-[(1-nuknonponankapOoHun-4-ruapoxcununepuanH-4-mn)meri] - 1-(3-{[1-(4-bropdennn)- 1 H-nupaszon-
3-mi]amuno } penwmn)-1H,4H,5H-nmpazosno| 3,4-d jmupumunun-4-on (I-1259);
5-({4-ruapoxcu-1-[4-(1-dpenoxcudaTrn)0eH30mn [munepunanH-4-wi } MmeTun )- 1 -metwmin- 1 H,4H,5SH-iupazo-
110[3,4-d|mupumuua-4-oH (I-126);
5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEPU AN H-4-MT)METHI |- 1 - { 3-[4-(2-TUAPOKCHUITIIT ) TUTICpA3HH-
1-un]dennn }-1H,4H,5H-tupazomno|3,4-d[mupumunua-4-on (I-1260);
4-({1-[5-(uuxroneHTHIAMUHO )T pUIKH-3 -1 |-4-okco- 1 H,4H, SH-upa3zoino| 3,4-d Jmupumuana-5-1m  Me-
THN)-4-ruapokcu-N,N-gumeTrnnunepu - 1 -kapookcamu (1-1261);
4-runpokcu-N,N-nmumeruin-4-[ (4-okco-1-{5-[(2-henmmaTrn)amuno |nupuaus-3-ui} -1 H,4H,SH-nupaso-
110[3,4-d]mupuMuanH-5-nn)mMe i JnunepuauH- 1 -kapookcamun (1-1262);
4-runpokcu-N,N-mumernin-4- {[ 1-(5-{[2-(MopdonnH-4-1i1)3THIT |aMUHO } THpUANH-3-1i1)-4-0kco-1H,4H,5H-
npasono|3,4-d |nupumMunnH-5-u |MeTHi } munepuuH- 1 -kapookcamun (1-1263);
4-ruapokcu-N,N-numerun-4-({ 1-[5-(mopdonun-4-win)nmupuaus-3-ui]-4-okco-1H,4H,5SH-upazonol 3,4-
d]mupumunmH-5-un} MeTn) unepuIuH- 1 -kapookcamun (1-1264);
4-({1-[5-(4-manonmunepuaun- 1 -un)mupuauH-3-mi|-4-oxco- 1 H,4H, SH-mupazomno| 3,4-d mupumuana-5-
nn } MeTi)-4-rupokcu-N,N-mumernnnunepuana- 1 -kapookcamu (I-1265);
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4-runpokcu-N,N-numerun-4-[ (1-{5-[4-(MopdommH-4-um)munepuaus- 1 -uia | nupuaus-3 -1 § -4-0Kco-
1H,4H,5H-nmpazosno|3,4-d Jmupumunus-5-un)MeT |nunepuans- 1 -kapookcamus (1-1266);

4-({1-[5-(1,1-grokco-1,6,4-TroMopommH-4-un ) upuanH-3-un | -4-okco- 1 H,4H,5SH-niupazono[ 3,4-d Jru-
PUMUAMH-S5-1I } MeTHI)-4-TUaApoKcH-N,N-quMetTunnunepuaut- 1 -kapookcamu (1-1267);

4-ruapoxcu-N,N-nqumeTrn-4-{[ 1-(5-{8-okca-2-a3zactiupo[4.5]nexan-2 -1 } MUpuIuH-3 -11)-4-0KCO-
1H,4H,5H-mmupazono[3,4-d |mupuMuana-5-wi |MeTun } munepuans- 1 -kapookcamu (I-1268);

4-ruapoxcu-N,N-qumeTn-4-( {4-okco-1-[5-(munepasun- 1 -un)nmupunun-3-wi]-1H,4H,5H-mupazono[3,4-
d]mapumMuanH-5-171} MeTIT) TunepuauH- 1 -kapookcamu (1-1269);

5-[(1-{4-[1-(4-propdenokcn )] oen3om | -4-ruapoKcununepuInH-4-mwin)metni|- 1 -metmwn-1H,4H,5H-
mupa3zono|3,4-d jmupumunun-4-on (1-127);

4-({1-[5-(3-propdenmn)mupuann-3-mi)-4-okco-1H,4H,5H-mpazomno[ 3,4-d jiupumuaus-5-un } MeTin)-4-
rugpokcu-N,N-aumernnnunepuant- 1 -kapookcamug (1-1270);

4-({1-[5-(4-dpropdenmn)mupuann-3-mi)-4-okco-1H,4H,5H-mpazomno[ 3,4-d jiupumuaus-5-un } MeTin )-4-
rugpokcu-N,N-aumernnnunepuant- 1 -kapookcamug (I-1271);

4-[(1-{5-[4-(mumeTrnkapOamonn ) eHw |mupuauH-3-mi } -4-okco- 1 H,4H,5SH-ttupazono[ 3,4-d Jnupumuais-
5-un)metun|-4-ruapokcu-N,N-qumeTrnnunepuau- 1 -kapookcamuy (1-1272);

4-ruapokcu-N,N-qumeTrn-4-[(4-okco-1-{5-[4-(mupponuanH- 1 -kapOooHWIT ) heHUI | TUPUTHH-3 -1 | -
1H,4H,5H-tmupazono[3,4-d |mupuMuauH-5-mn)MmeT |nunepuaui- 1 -kapookcamuy (1-1273);

4-({1-[5-(3,4-numeTokcndennn)mupuana-3-ui |-4-okco- 1 H,4H,5H-tupazono[ 3,4-d JmupumunuH-5-11  Me-
TiN)-4-ruapokcu-N,N-aguMeTrnnunepu - 1 -kapookcamu (1-1274);

4-ruapokcu-N,N-mnmerni-4-( {4-oxco-1-[5-(mupuaun-3-win)nupunus-3-ui]-1H,4H,5SH-tmpazoino[ 3,4-
d]nmupumunuH-5-1n} MeTn) unepuIuH- 1 -kapookcamun (1-1275);

5-[(1-uuknonponankapOoOHUI-4-ruapokcununepuanH-4-mn)metwi| - 1-(4- {[3-(mopdonun-4-mm) de-
Hu JamuHo } pernn)- 1 H,4H,SH-iupazono[ 3,4-d mupumunua-4-on (I-1276);

6-[(4-{5-[(1-unknonponankapOOHMI-4-ruapOoKcHNHIIepUANH-4-1)MeTri | -4-okco-1H,4H, SH-impaszo-
110[3,4-d|mupumuuH- 1 -vt } perrn)aMmuHo |nupuauH-3-kapoonutpun (1-1277);

5-[(4-{5-[(1-mkmonpomankap OOHUI-4-THIPOKCUITHIIEPUANH-4-1 )MeThn | -4-okco- 1 H,4H,5SH-tupazo-
110[3,4-d|mupumuuH- 1 -vt } perrn)aMmuHo |nupuauH-2-kapoonutpui (1-1278);

6-({4-[4-runpoxcu-4-({1-mernn-4-okco-1H,4H,5H-tmpazono[ 3,4-d JnupumMuarH-5-171 } METHIT ) TATICPHTAH-
1-xap6onmn | peHm } MeTokeH ) upuauH-2-kapooruTpui (I-128);

4-[(1-{5-[3-(mumeTmnkapOamonn ) eHw |mupuauH-3-mi } -4-okco- 1 H,4H,5SH-ttupazono[ 3,4-d Jnupumuams-
5-um)merni]-4-ruapoxcu-N,N-gumermmunepuans- 1 -kapookcamu (I-1280);

4-ruppokcu-N,N-numerun-4-[(1-{5-[3-(meTnnkapbamornun)hennn | mupunun-3 - -4-oxco-1H,4H, SH-mu-
pazoiol[3,4-dmupumMuanH-5-mn)Meruin | munepuanH- 1 -kapookcamun (I-1281);

4-runpokcu-4-{[1-(5-{3-[(2-ruapokcuatii)kapbamorn ] pennn } mupuanH-3-nn)-4-oxco-1H,4H,5H-mu-
pazoinol[3,4-dmupumunnn-5-mi metun | -N,N-aumetmmunepuanH- 1 -kapookcamuz (1-1282);

4-ruapokcu-N,N-numerun-4-( { 1-[5-(1-merun-1H-unnazon-5-un)nmupunus-3 -un]-4-okco- 1 H,4H,5SH-n-
pazouno| 3,4-dJmupuMuarH-5-11 } MeTHIT ) TAniepuInH- | -kapookcamuy (1-1283);

1-[4-(6em3mnoken)pennn]-5-{[ 1-(4-pTopdbenzonn)-4-ruapoxcununepuaud-4-wi|metmn } -1 H,4H,SH-upa-
30510 3,4-d|mupumuauna-4-ou (I-1284);

1-[3-(6em3mnokcn)pennn]-5-{[ 1-(4-pTopdbenzonn)-4-ruapoxcununepuaud-4-wi|metmn } -1 H,4H,SH-rm-
pazouno|3,4-dJmupumuana-4-oH (1-1285);

4-({1-[4-(uuknonenTmiokcu)perni|-4-okco-1H,4H,5H-nupazono[ 3,4-d jmupumu iuH-5-mi } MeThn)-4-
ruapokcu-N,N-aumernnmunepuant- 1 -kapookcamuz (1-1286);

1-[4-(mknonenTunoken)hennin]-5-{[ 1-(4-propOenzomn)-4-ruapoKcUINepu IMH-4 -1 [ METHIT | -
1H,4H,5H-nupa3omno|3,4-djmupumunun-4-on (1-1287);

1-[3-(muknonentunoken)pennin]-5-{[ 1-(4-propOenzomn)-4-ruapoKCUITUIEPH IMH-4 -1 [METHIT | -
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1288);

4-({1-[4-(uuxronponmimMeTokcn ) penmn|-4-okco- 1 H,4H,SH-upazomno[ 3,4-d [mupuMunH-5-11 } MeTHI)-4-
ruapokcu-N,N-gumerrmunepuaut- 1 -kapookcamuy (I-1289);

6-({4-[4-runpoxcu-4-({1-metnn-4-okco-1H,4H,5H-tupazono[ 3,4-d JnupumMuarH-5-171 } METHIT ) TATICPHTAH-
1-xapOonm | peHm } MeTokeH ) tpasuH-2-kapoorutpu (I-129);

1-[4-(mmkmonpormunmeTokcH ) pern |-5-{[ 1-(4-dTopOer3omn )-4-Tuap OKCUTTUTIEPU T H-4 - W [METHIT | -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1290);

1-[3-(uukmonponmamMeTokcH ) peHn |-5-{[ 1-(4-pTopOeH30mIT)-4-TH AP OKCUTTHITC P T H-4 -1 [METHT | -
1H,4H,5H-ntupa3zomno|3,4-djmupumunnn-4-on (1-1291);

4-({1-[4-dTOp-3-(1-MeTnn-1H-nupazon-4-un)dpenun]-4-okco-1H,4H,5SH-nmpazono[ 3,4-d jJnupumuaun-5-
wi }Metnn)-4-rugpokcu-N,N-qumetnnnunepu - 1 -kapookcamuy (1-1292);

4-runpokcu-4-[(1-{4-[2-(1H-umunazon-1-mn)srokcu]pennn } -4-oxco-1H,4H,5H-nupazono[ 3,4-dnu-
pumuIuH-5-mi)MeTi |-N,N-qumetminunepuant- 1 -kapookcamu (1-1293);

4-({1-[4-(xapbamonnmeTokcH )perm |-4-okco-1H,4H,5SH-tupazono[ 3,4-d |mupumMuguH-5-1i1 } MeTrmn )-4-
ruapokcu-N,N-gumerrnunepuaut- 1 -kapookcamuy (1-1294);
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4-({1-[4-(unknoOyrunmerokcn)denmn]-4-okco-1H,4H,5H-mpazono[ 3,4-d Jiupumuaus-5-ui } MeTHI)-4 -
ruapokcu-N,N-aumernnnunepuant- 1 -kapookcamug (1-1295);

4-ruapoxcu-N,N-qumetrn-4-( { 1-[4-(3-metunodyrokcn)hennn]-4-okco-1H,4H,5SH-mmupa3zoinol[ 3,4-d Jnm-
PUMUIMH-5-HJ } METHIT ) TUTIepuInH- | -kapookcamu (1-1296);

4-ruapoxcu-N,N-nmumeTin-4-( {4-okco-1-[4-(2,2,2-rpudtopatokcn)pennn]-1H,4H,SH-mupazomno|3,4-
d]mapumMuanH-5-171} MeTIT) TunepuauH- 1 -kapookcamu (1-1297);

4-ruapoxcu-N,N-qumetmn-4-[ (1-{4-[(1-meTmmunepuana-2-ui1)MeTokcH |permn } -4-okco- 1 H,4H,5H-
nupazodio| 3,4-dmupuMunuH-5-un)MeTun [munepunni- 1 -kapookcamu (1-1298);

4-[(1-{4-[(4-mmanopenmn)meTokcu | pernn } -4-okco-1H,4H,5SH-mupazouno| 3,4-d JnupumMu iuH- 5 -1 Me ThI |-
4-runpokcu-N,N-aumermmnunepuant- 1 -kapookcamuz (1-1299);

5-({4-runpoxcu-1-[4-(pennnamuno)oenzonn | munepuant-4-mn } Mmetnn)- 1 -metnn-1H,4H,5H-nupazomno( 3,4-
d]mupumunna-4-oH (I-13);

4-[(1-{4-[(3-mmanodpenmn)mMerokcu | pernn } -4-okco-1H,4H,5SH-mupazono| 3,4-d JnupumMu iuH- 5 -1n)Me ThI |-
4-runpokcu-N,N-aumermmnunepuant- 1 -kapookcamuz (I1-1300);

4-ruapoxcu-N,N-qumeTn-4-( {4-okco- 1 -[4-(mupuann-3-unmetokcn)hennn]-1 H,4H,SH-nupa3zomno| 3,4-
d]mapumMuanH-5-17} MeTIn) munepuauH- 1 -kapookcamuy (1-1301);

4-ruapokcu-N,N-qumeTin-4-( {4-okco-1-[4-(mupuann-2-unmetokcn)hennn]- 1 H,4H,SH-nupa3zomno| 3,4-
d]mapumMuanH-5-1} MeTIT) munepu - 1 -kapookcamu (1-1302);

4-ruapokcu-N,N-qumetrn-4-( { 1-[4-(okcaH-4-unmmeTokcH ) e |-4-okco- 1 H,4H,5H-mupazono[ 3,4-d|mu-
PUMUIMH-5-HJ } MEeTHIT ) TUTIepuInH- 1 -kapookcamu (1-1303);

4-runpokcu-N,N-numerun-4-[ (1-{4-[2-(mopdommH-4-un)-2-okcodTokcH | pernn } -4-okco-1H,4H,5H-nin-
pazoiol[3,4-dmupumMuanH-5-mn)Merun | nunepuanH- 1 -kapookcamun (1-1304);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mwi|metni } - 1 - {4-[2-(1 H-umunazomn-1-mm)stokcu| pe-
uun ) -1H,4H,SH-nmupaszomno[ 3,4-d Jmupumunna-4-on (I-1305);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mwi|metni } - 1 - {3-[2-(1 H-umunazomn-1-mm)stokcu| pe-
wun}-1H,4H,5H-ttmpazonol 3,4-d Jrupumuaun-4-ou (1-1306);

2-[4-(5-{[1-(4-pTOopOenzonn)-4-ruaporcununepuanH-4-wmi |metun } -4-okco- 1 H,4H,SH-ttmpazono[ 3,4-
d]jmapumuaun-1-nn)denokcn]anetamun (I-1307);

2-[3-(5-{[1-(4-pTopOenzonn)-4-ruaporcununepuanH-4-wmi |metun } -4-okco- 1 H,4H,SH-ttmpazono[ 3,4-
d]jmapumuaun- 1 -nn)denokcn]aneramu (I-1308);

1-[4-(ukmoOyTrnmeTokcH ) pern |-5-{[ 1-(4-bTopOeH30m )-4-TU AP OKCUTTUTIEPUTAH-4 -HIT | METHIT } -
1H,4H,5H-nupazomno|3,4-dJmupumunun-4-on (1-1309);

5-[(1-{4-[4-(mnMeTHIaMUHO )TUIIEPUINH- | -11| 6eH30MI } -4-TUAPOKCUITUIIEPU IH-4- 1T )MEeTII |- | -MeThII-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-131);

1-[3-(uuknoOyTunmMeToken ) pernn|-5-{[ 1-(4-propOeH30MIT)-4-TUAPOKCUITUTICPU TUH-4 -FLJT |METHIT | -
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1310);

5-{[1-(4-propbenzonn)-4-runpoxcununepuaut-4-min|metnn } - 1-[3-(3-metundyrokcn)pennn]-1H,4H,5H-
nupazono|3,4-dmupumunua-4-on (I-1311);

1-[3-(2,2-mumernnmponiokcn)pennn]-5-{[ 1-(4-pTopOeH3onn)-4-rugp OKCUTTUTICPU TUH-4-WIT [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1312);

5-{[1-(4-pTopben3zonn)-4-ruApoKCUUIEepUINH-4-11 |MeTH } - 1 - {4-[ (1 -MeTHIImUnIepuInH-2 -MJT)METOK-
cu|penmn}-1H,4H,5H-mupazomno|3,4-d[mupumunna-4-on (I-1313);

5-{[1-(4-propben3omn)-4-runpoxcununepuua-4-mi|merni | - 1 - {3-[(1 -MeTmmune puanH-2-1I)MeToK-
cu]denwmn}-1H,4H,5SH-ntupazomno[3,4-d jmupumuaun-4-on (1-1314);

4-[4-(5-{[1-(4-pTopben3onn)-4-runpoxcunumnepuana-4-mi | merui } -4-oxco-1H,4H,5H-nupaso:no[ 3,4-
d]mupumunnn- 1-uwn)pernokcumerun |oenzorutpuia (I-1315);

4-[3-(5-{[1-(4-pTopben3onn)-4-runpoxcunumnepuana-4-mi | merui } -4-oxco-1H,4H,5H-nupaso:no[ 3,4-
d]mupumunnn- 1-uwn)penokcumerun |oenzorutpui (I-1316);

1-{3-[(4-xn0pdenmn)meTokcH |perm } -5-{[ 1-(4-pTopOeH3ommn)-4-ruapOKCUTTUTICPUTUH-4 -HIT [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1317);

3-[4-(5-{[1-(4-pTopOenzomn)-4-runpoxcunumnepuana-4-ui |metun } -4-okco-1H,4H,SH-nmpa3zoino[ 3,4-
d]jmapumuana- 1 -nn)perokcumernn|6en3orutpu (I-1318);

3-[3-(5-{[1-(4-pTopbenzomn)-4-runpoxcunumnepuana-4-ui | metun } -4-okco-1H,4H, SH-nmpa3zoino[ 3,4-
d]jmapumuanH- 1 -nn)perokcumernn|6enzorutpui (I-1319);

2-[4-(5-{[1-(4-pTopben3onn)-4-runpoxcunumnepuaua-4-mi | merui } -4-oxco-1H,4H,5H-nupaso:no[ 3,4-
d]mupumunnn-1-un)penokcu|arerorutpuia (I-1320);

2-[3-(5-{[1-(4-pTopben3onn)-4-runpoxcununepuaut-4-mi | merui } -4-oxco-1H,4H,5SH-nupaso:no[ 3,4-
d]mupumunun-1-un)denokcu|aneronurpuia (I-1321);

4-ruapokcu-N,N-mnmermn-4-[ (1-{5-[4-(meTnnkapbamornn)denw | mupunun-3-un } -4-oxco-1H,4H,5H-
npasono|3,4-d nupumunuH-S-un)MeTi |nunepuani- 1 -kapookcamun (1-1322);

5-{[1-(4-pTopben3onn)-4-ruapoKcunuInepuanH-4-ui |MeTwi } - 1 -[4-(okcaH-4-MIMeTOKCH )P eHI |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1324);
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5-{[1-(4-propbenzomn)-4-runpoxcununepuuH-4-mn|mMeTnn } - 1 -[ 3-(okcaH-4-mmeToxcn ) peHu |-
1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1325);
5-{[1-(4-pTopbenzonn)-4-ruapoKcununepuanH-4-mi |MeTr } - 1 - {4-[2-(MOphomH-4-1IT)-2-0KCOITOK-
cu|penmn}-1H,4H,5H-mupazomno|3,4-d[mupumunna-4-on (I-1326);
5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuanH-4-mi |MeTwi } - 1 - { 3-[2-(MopdomH-4-1T)-2-0KCOITOK-
cu|penmn}-1H,4H,5H-mupazomno|3,4-d[mupumunna-4-on (I-1327);
5-{[1-(4-pTopbenzomnn)-4-ruapoxcununepuaua-4-mi | Metwi } - 1 - {3-[(2-permn- 1,3-Tnazon-4-ui)MeToK-
cu|penmn}-1H,4H,5H-mupazomno|3,4-dmupumunna-4-on (I-1328);
4-({1-[6-(3-umanodenmn)mupunun-3-ui)-4-oxkco-1H,4H,5H-nupazosno| 3,4-d jmupumuus-5-1i  MeTii )-4-
rugpokcu-N,N-aumernnnunepuant-1-kapookcamug (1-1329);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
110[3,4-d]mupumunann-1-nn} pennn)oenzamun (I-1330);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-2-penunaneramun (1-1331);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -w } perwmn)-2-(3-meTmi-1,2-okcazon-5-mn)anetamun (1-1332);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -w } penwmn)-4-metokcudenzamun (1-1333);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -m} penwn)-4-propoenzamus (I-1334);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
110[3,4-d]mupumunann-1-nn} hennn)-2-merokcubdensamun (1-1335);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumunann-1-nn} pennn)nupunua-4-xkapookcamus (1-1336);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d|mupumuun- 1 -wn} penrn)-2-meti- 1,3-tuazon-4-kapookcamu (I1-1337);
N-(3-{5-[(1-umuxonponankapOOHMI-4-rUApOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumu - 1 -wn} perwmn)-2-(okcan-4-un)ameramu (1-1338);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[ 3,4-d|mupumuun- 1 -wn} perwmn)-2-metokcuaneramus (1-1339);
N-(3-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuann-1-nn} pennn)nukionpomnankapookcamus (1-1340);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUTIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
110[3,4-d]mupumunann-1-nn} pennn)-1,3-mumerin-1 H-nupazon-5-xapookcamun (I-1341);
N-(4-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} hennn)-4-metui-1,3-truazon-5-kapooxcamuy (I-1342);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d|mupumuuH- 1 -vt} perrn)-2-(mumetunamMuno )aetamus (1-1343);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuuH- 1 -vt } peHm)-6-MeTimupuanH-3-kapookcamus (I-1344);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumunun- 1 -w } perwmn)-5-dpropnupunna-2-kapookcamun (1-1345);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
7110[3,4-d]mupumunann-1-nn} hennn)nupuaus-2-kapookcamus (1-1346);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} pennn)-4-metun-1,2,3-tuaanazon-S-kapookcamug (1-1347);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumuanH-1-n} pennin)-2-(metmnamuno )oensamun (1-1348);
N-(3-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUITHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -wt} perrmn)-4-(metunamuHo Joerzamu (I-1349);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -wn } perwmn)-2-meTokcunupuani-3-kapookcamu (I-1350);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITEpUANH-4 -1 )MeTH |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -t} perwn)- 1,3-mumetwn- 1 H-mupazon-5-kapookcamun (I-1351);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)-4-metui-1,3-tuazon-5-kapooxcamuy (I-1352);
N-(3-{5-[(1-uxnonponankapOOHWIT-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} pennn)-2-(aumernnamuno Janeramus (1-1353);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)-6-meTunnupuanH-3-kapooxcamuy (I-1354);
N-(3-{5-[(1-umuxonponankapOoHMI-4-rUApOKCUIHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumunun- 1 -w } permn)-5-dpropnupunna-2-kapookcamun (I-1355);
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N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
10[3,4-d]Jmupumunann-1-nn} pennn)-2-(1,1-guokco-1,6,4-tnomopdonun-4-nin)aueramun (1-1356);
N-(3-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUTTHIIEpUANH-4 -1 )MeTwi |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -w } perwmn)-2-(MopdommH-4-mn)anetamu (I-1357);
(2S)-N-(3-{5-[(1-muKnonponankapOoHUI-4-TuAPOKCHTTUTIEpUINH-4- T )MeTh |-4-okco- 1 H,4H, SH-upaso-
7110[ 3,4-d|mupumuuH- 1 -wt} perrn)- 1 -meTrnmupponuauH-2-kapookcamus (I-1358);
N-(3-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUTTHITIEpUANH-4 -1 )MeTwi |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -wt} perrn)- 1 -meTrnmunepunuH-2-kapookcamu (1-1359);
5-({4-rugpoxcu-1-[(3R)-3-meTokcu-3-penmnnponanonn | nunepunua-4-umn p metuin)- 1 -merun-1H,4H,5H-
nupazono|3,4-d jmupumunna-4-o (1-136);
N-(3-{5-[(1-uxnonponankapOoHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)okcan-4-kapookcamun (I-1360);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-2-(1 H-mupazon-1-nn)aneramun (I-1361);
N-(3-{5-[(1-umuxonponankapOoHMI-4-rUApOKCUITHIIepUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -w} penwn)-3,3-mudToprmknodyran- 1 -kapookcamus (I-1362);
5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuanH-4-mi |MeTwn } -1 -[4-(2-meTokcudTokcn)hennn |- 1H,4H,5SH-
nupazodio|3,4-dmupumunna-4-on (I-1363);
5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmi |MeTw } -1 -[ 3-(2-meTtokcudTokcn)hennn |- 1H,4H,5SH-
nupazono|3,4-dmupumunna-4-on (I-1364);
5-{[1-(4-propbenzomn)-4-ruapoxcununepuuH-4-mi|meTni } - 1 -[ 3-(mupuauH-3-uIMeToKCH ) heHHII |-
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1365);
5-{[1-(4-propbenzomn)-4-ruapoxcununepuuH-4-mi|meTni } - 1 -[ 3-(mupuauH-4-uaMeToKCH ) heHHII |-
1H,4H,5H-nmpazomno[3,4-dJmupumunua-4-on (1-1366);
5-{[1-(4-propbenzonn)-4-ruapoxcununepuuH-4-mi|MeTni } - 1 -[4-(mupuauH-2-UIMETOKCH ) heHII |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1367);
5-{[1-(4-pTopben3zonn)-4-ruApOKCUITUTICPU INH-4-11 |MeTH } - | -[ 3-(MTUpuInH-2-UIMETOKCH ) eHIIT |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1368);
N-(4-{5-[(1-uuxonponankapOoHMI-4-ruApOKCUIHIIepuANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -w } penwmn)-2-(3-meTmi-1,2-okcazon-5-m)anetamun (I-1369);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumunann-1-nn} hennn)-4-merokcudensamus (1-1370);
N-(4-{5-[(1-uxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-4-propdenzamun (1-1371);
N-(4-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
110[3,4-d]mupumunann-1-nn} hennn)-2-merokcudensamun (1-1372);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumuuH- 1 -v } permn)nupuauH-4-kapookcamun (1-1373);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUITHIIepUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -wt} perwn)-2-metui- 1,3-trazon-4-kapookcamus (1-1374);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUITHIIepUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -wn} perrmn)-2-(okcan-4-un)ameramuy (1-1375);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-2-merokcuaneramun (I-1376);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
110[3,4-d]mupumunana-1-nn} e nukiionpomnankapookcamus (1-1377);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIUH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)-4-merundensamun (I1-1378);
N-(4-{5-[(1-uuxonponankapOoHMI-4-rUApOKCUITHIIepUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -w } penwmn)-3-metokcubdenzamun (1-1379);
N-(4-{5-[(1-umuxonponankapOOHMI-4-rUAPOKCUTTHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -w} perwn)-2-dpropoerzamu (I-1380);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuuH- 1 -w } permn)nupuani-3 -kapobokcamun (I-1381);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIUH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} hennn)-5-metunnupaznH-2-kapookcamug (1-1382);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumuann-1-nn} hpennn)nupuaus-2-kapookcamu (1-1383);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
110[3,4-d]mupumuanH-1-nn} pennin)-2-(metmnamuno )oensamun (1-1384);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -wn} penrn)-4-(metunamuHo Joerzamu (I-1385);
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N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunana-1-nn} hennn)-2-mMeTokcunupuanH-3-kapookcamun (I-1386);
5-[(1-mmukonponankapOOHMI-4-TUApOKCUTTUTIEpUAUH-4-T)MeTr |- 1 -(3-{[ 1 -(mupuaun-3 -ummernn)- 1 H-
nupazod-3-wi|amuno } hennn)- 1 H,4H,5H-mupazono[ 3,4-dJmupumuaun-4-on (I-1387);
5-[(1-mmukonponankapOOHMIT-4-TUApOKCUTTUTIEpUAUH-4 - )MeTr |- 1 -(3-{[ | -(mupuauH-2-unmmernn)- 1 H-
nupazod-3-wi|amuno } henmn)- 1 H,4H,5H-mupazono[ 3,4-dJnmupumuaua-4-on (I-1388);
5-[(1-mmuknonponankapOOHMI-4-TUApOKCUTTATIEpUAnH-4-mn)MeTrn |- 1-{3-[(1,3-Trazon-2-mn)amuuo | de-
wun}-1H,4H,5H-ttmpazonol[ 3,4-d Jrupumuaun-4-on (1-1389);
5-{[1-(1-6en3un-1,2,3,4-TeTparuApOXMHOINH-6-KapOOHMIT ) -4-TUAPOKCUTTUIIEPU U H-4 - 1T [MeTHIT } - 1 -Me-
- 1H,4H,5H-niupasono[ 3,4-dJnupumuaun-4-on (I-139);
5-[(1-uuknonponankapOoOHUI-4-ruapokcununepuanH-4-mn)merwi] - 1- {3-[ (5-meTun-1,2-okxcazon-3-
wi)amuHo |penwmn ) -1H,4H, SH-niupa3zono| 3,4-d jmupumuaun-4-on (1-1390);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
110[3,4-dmupumunus- 1 -un} penmn)-2-(1,1-auokco-1,6,4-ruomopdomun-4-mn)aneramun (1-1391);
N-(4-{5-[(1-uuxonponankapOoHMI-4-rUApOKCUITHITIepUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -m } penwn)-2-(Mmopdomma-4-mm)anetamu (I-1392);
(2S)-N-(4-{5-[(1-muxnonponankapOoHNI-4-TuApOKCHTTUTIEpUIUH-4- T )MeTh |-4-okco- 1 H,4H, SH-upaso-
110[3,4-d|mupumuuH- 1 -wt} perrn)- 1 -meTrnmupponuanH-2-kapookcamuy (1-1393);
N-(4-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUITHIIEpUANH-4 -1 )MeTwi |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumu - 1 -wt} perrn)- 1 -meTrnmunepunuH-2-kapookcamu (1-1394);
N-(4-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIHH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)oxcan-4-kapookcamuy (I-1395);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1iT)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} pennn)-2-(1 H-mupazon-1-mn)aneramun (I-1396);
N-(4-{5-[(1-uxnonponaHkapOOHWI-4-TUAPOKCUITUTIEpUIUH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
110[3,4-d]mupumuun- 1 -w} penwn)-3,3-mudToprmkinodyran- 1 -kapookcamun (I-1397);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -vt} perwn)-2 - metun(perwn)amuHo |anetamus (1-1398);
N-(4-{5-[(1-umuxonponankapOoHMI-4-rUAPOKCUIHIIepUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuuH- 1 -wt} perrn)-2-meTm-2-(Mopdomma-4-un)npomnanamuy (1-1399);
5-{[(3S,4R)-1-6en30m1-4-THIPOKCH-3-METOKCUTTUTIEpUINH-4-1T [MeTn } - 1 -bennn- 1 H,4H,SH-mupaso-
10[ 3,4-dmupumunua-4-oH (I-14);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,5SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-5-metnn-1,2-okcazon-4-cynphonamus (I-1400);
4-x10p-N-(3-{5-[(1-uuKnonponankapOOHUI-4-THAPOKCUTTHTIEPUITUH-4 11T )MeTHIT | -4-0Kkco- 1 H,4H,5H-
npasono|3,4-dmupumunun- 1 -un } pennn)oenson-1-cynsponamun (I-1401);
5-[(1-nuknonponankapOOHUI-4-rHAPOKCUTTHIIEpUANH-4-T)Me T | - 1 - {4-[ (OkcaH-4-MIIMeTHIT ) aMu-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1402);
N-(3-{5-[(1-umuxonponankapOOHMI-4-TUAPOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumunun- 1 -w } permn)-2-meTmnoen3o0- 1 -cynbponamus (1-1403);
2-x710p-N-(3-{5-[(1-uukIonponankapOOHII-4-THIPOKCUITHTIEpUANH-4-11 )MeThn |-4-okco- 1 H,4H,5H-
nupazodo| 3,4-d|mupumunua- 1 -w } permn)oenson-1-cynsponamun (I-1404);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIHH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
110[3,4-d]mupumunann-1-nn} hennn)-3-metTokcubenson- 1 -cynsponamun (1-1405);
3-x10p-N-(3-{5-[(1-uxIonponankapooHWI-4-ruAPOKCUNTUIIEpUANH-4 -11)Me T |-4-okco-1 H,4H,5H-
npasono| 3,4-d|mupumunnn-1-un } pernn)oenson-1-cynshonamuy (I-1406);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUIHH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
7110[3,4-d]mupumuanH-1-n} penn)-
3-ropbenson-1-cynmpdponamug (I-1407);
N-(3-{5-[(1-umuxonponankapOOHMI-4-rUAPOKCUITHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[ 3,4-d|mupumuun- 1 -w } permn)-3-meTmnoen3ou- 1 -cynbponamus (1-1408);
N-(3-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d]mupumuun- 1 -vt} perwn)-2 - metun(perwn)amuHo |anetamun (1-1409);
5-({4-ruapoxcu-1-[(3R)-4,4,4-rpudtop-3-heHnndyranonn | murnepuann-4-mui } metun)- 1 -penmn-1H,4H,5H-
npasono|3,4-dmupumunnn-4-on (I-141);
N-(3-{5-[(1-nuxnonponankapOoHWI-4-TUAPOKCUITUIIEpUIHH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} hennn)-2-metuin-2-(Mopdomun-4-mn)nponanamun (1-1410);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,5SH-nupaszo-
10[3,4-d]mupumuann-1-nn} pennn)aneramun (I-1411);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,5SH-nupaszo-
10[3,4-d]mupumunun- 1 -wn} penmn)oenzamun (I-1412);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
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10[3,4-d]mupumunann-1-nn} pennn)-2-penunaneramun (1-1413);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-nin)meTin | -4-okco-1H,4H,5H-nimpazosno[ 3,4-
d]jmupumuana-1-nn} -N-(okcetan-3-un)oenzamus (I-1414);
3-{5-[(1-uuxronponankapOOHWI-4-rUAPOKCUTTUIIpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5SH-nmupazomno[ 3,4-
d]jmapumuaua-1-nn} -N-peramnoenzamus (I-1415);
3-{5-[(1-muxronponankapOoOHWI-4-rHAPOKCUTTUIIepUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5SH-nmupazomno[ 3,4-
d]jmapumuann-1-un} -N-(mupuana-3-nn)oenszamuy (1-1416);
N-(3-{5-[(1-umuxonponankapOOHMI-4-TUApOKCUITHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumunann-1-nn} pennn)merancynsponamun (1-1417);
N-(3-{5-[(1-uxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
110[3,4-d]mupumuann-1-nn} penun)uukonponancynsponamun (I-1418);
N-(3-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1 H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} penun)oxcan-4-cynapdonamun (I-1419);
5-({4-runpoxcu-1-[(3S)-4,4,4-rpudtop-3-pernndoyranonn | nunepunua-4-wmn  Mmetuin)- 1 -¢pennn-1H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-142);
N-(4-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHITEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -mt} perrn)oenzoncynbhoramun (I-1420);
N-(4-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -w} perwn)-3,5-mumeT- 1,2-okcazon-4-cyiasporamun (I-1421);
4-x10p-N-(4-{5-[(1-upkIonponankap OO HII-4-THIPOKCUITHTIEPUANH-4-11 )MeTn | -4-okco- 1 H,4H,5H-
npasono|3,4-dmupumunun- 1 -un } pennn)oenson-1-cynshonamun (1-1422);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumuana-1-nn} pennin)-4-metokcubenson- 1 -cynsponamun (1-1423);
N-(4-{5-[(1-nuxnonponaHkapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,5SH-nupaszo-
110[3,4-d]mupumunann-1-nm} hennn)-4-metunodenson- 1 -cynsponamun (I-1424);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -w } permn)-2-meTmnoen30- 1 -cynbponamuy (1-1425);
2-x10p-N-(4-{5-[(1-uukIonponankap OO HII-4-THIPOKCUITHIIEpUANH-4-11 )MeTh | -4-okco- 1 H,4H,5H-
nupazodio 3,4-dmupumunui- 1 -un } penmn)oenson- 1 -cynpsdonamun (I-1426);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUAPOKCUITHITIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuun- 1 -wn } perrmn)-3-meTokcnden3o- 1 -cyapporamun (1-1427);
3-x110p-N-(4-{5-[(1-uxonponankapOoHWI-4-TUAPOKCUTTUTIEpUANH-4 -1i1)Me T |-4-okco-1H,4H,5H-
npasono|3,4-dmupumunun- 1 -un } pennn)oenson-1-cynsponamun (I-1428);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumuann-1-nn} pennn)-3-propdenson-1-cynsponamun (1-1429);
5-({4-rungpoxcu-1-[(3R)-4,4,4-rpucrop-3-pernnoyranonn | nunepunua-4-mi y metmn)- 1 -metun-1H,4H,5H-
nupazono|3,4-d jmupumunun-4-o (1-143);
N-(4-{5-[(1-uuxonponankapOoHMI-4-rUApOKCUITHIIepUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d|mupumuun- 1 -w } permn)-3-meTmnoen3o- 1 -cynbponamus (1-1430);
N-(4-{5-[(1-uuxonponankapOOHMI-4-rUApOKCUIHIIepuANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-ttupazo-
10[3,4-d|mupumuun- 1 -wn } permn)metancyabhoramun (I-1431);
N-(4-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUTTHIIEpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5H-ttupazo-
110[3,4-d]mupumuann-1-nn} penun)uukionponancynsdonamun (1-1432);
N-(4-{5-[(1-nuxnonponankapOoHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,SH-nupaszo-
10[3,4-d]mupumunann-1-nn} pennn)-1-(4-dpropdenmn)merancynsponamus (1-1433);
5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mwi|metn } - 1 - {4-[(3S)-3-runpokcunuppoau -1 -
wi]denun}-1H,4H,5H-mpazono[ 3,4-d Jnrupumuun-4-on (1-1434);
3-tmknonenTi-1-(3-{5-[(1-uuxnonponankapOoHUI-4-TU AP OKCUITUIIEPHTUH-4 -HIT)METHIT | -4-0KCO-
1H,4H,5H-tmupazono[3,4-d |mupumuaun- 1 -wi} permn)moueBuna (1-1435);
5-{[1-(2-amuHO-4-DTOPOCH30MI )-4-TUAPOKCUTTUTICPUIAH-4-WIT |[METHI } - | -[4-(TpudTOpMETIIT) D eHMIT |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1436);
5-{[1-(2-uuxonponmi-1,3-0kca3on-5-kapOoHWI)-4-THIPOKCUITHITCPUAUH-4-1J | MeTh | - 1 -[4-(Tpud TOp-
metmn)pennn]-1H,4H,5H-tupazomno[3,4-dmupumuaun-4-on (I-1437);
3-(3-{5-[(1-muxmonponaHkapOOHMIT-4-TUIPOKCUTTHITEPUANH-4-1 )MeThI |-4-okco- 1 H,4H,5SH-iupazo-
10[3,4-d]mupumunann-1-nn} hennn)-1-penmnmouesuna (1-1438);
3-(4-{5-[(1-uxnonponanKkapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-niupaszo-
10[3,4-d]mupumuann-1-nn} hennn)-1-penmnmouesuna (1-1439);
5-({4-rugpoxcu-1-[(3R)-4,4,4-rpudrop-3-bennnOyranons | nunepuanH-4-mi y Metnn)- 1 -(4-metundenun)-
1H,4H,5H-ttupa3zomno|3,4-d jmupumunua-4-on (1-144);
3-(4-{5-[(1-uxnonponanKkapOOHNUIT-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-nimpaszo-
110[3,4-d]mupumuun- 1 -wt} perwn)- 1-(4-bropdenmn)mouesuna (I-1440);
1-(4-{5-[(1-umxTonponaHKapOOHMIT-4-TUAPOKCUTTUTIEpUANH-4 - 1T )MeTH | -4-0okco- 1 H,4H,SH-nmupaszo-

- 40 -



038204

10[3,4-d]mupumuann-1-nn} hennn)-3-(4-metnnpennn)moueBuna (1-1442);
1-(3-{5-[(1-umknonponankapOOHMI-4-TUAPOKCUTUIIEPU TN H-4 -1 )MeTH |-4-0kco- 1 H,4H, SH-nipa3o-
110[3,4-d|mupumuun- 1 -wt} penrn)-3-(3-meTokcunpornmi)MoueBrHa (1-1443);
1-(4-{5-[(1-uuxTonponaHKapOOHMIT-4-TUAPOKCUTTUTIIEpUANH-4 - 1T )MeTHI |-4-0kco- 1 H,4H,SH-nmupaszo-
10[3,4-d|mupumuuH- 1 -wt} perrn)-3-(3-meTokcunpornmi)mMoueBuHa (1-1444);
1-[4-(4-proprunepuanH- 1 -un)pernn]-5- {[4-ruapokcu-1-( 1 -Me THIIUKIOIPOTTaHKAPOOHU ) TUTTEPU AH-4 -
wi|merun}-1H,4H,5H-tupazono[ 3,4-d Jrupumuaun-4-on (1-1445);
1-(4-{5-[(1-uuxTonponaHKapOOHMIT-4-TUAPOKCUTTUTIEpUANH-4 -1T)MeTHI |-4-0kco- 1 H,4H,SH-nmupaszo-
110[3,4-d]mupumuann-1-nn} hennn)-3-unkionponmmodesuna (1-1446);
3-(3-{5-[(1-uuxaonpomankapOOHUI-4-rUIPOKCUTTUITEPUIUH-4 -1 )Me T |-4-okco- 1 H,4H, SH-niupaso-
10[3,4-d]mupumunann-1-nn} pennn)- 1 -(mupuaus-3-un)moyesnHa (1-1447);
3-(4-{5-[(1-uxnonponankapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTui |-4-okco-1 H,4H,5H-nimpaszo-
10[3,4-d]mupumunann-1-nn} pennn)- 1 -(mupuaus-3-un)moyesnHa (1-1448);
1-(4-{5-[(1-nuxonponankapOOHUI-4-THAPOKCUNTUIIEPUINH-4-1)MeThIT | -4-0kco-1 H,4H,5H-nmupaso-
110[3,4-d|mupumuun- 1 -w } perwmn)-3-(tnoden-3-mn)moueuna (I-1449);
5-({4-ruapoxcu-1-[(35)-4,4,4-rpudTop-3-heHnnOyTaHO W | TATIEPUINH-4-11 } METHI )- 1 -(4-MeTrnh eHr ) -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-145);
5-[(1-mmuKonponankapOOHMII-4-THAPOKCUTTUTIEPUANH-4-MT)METHI |- | -[ 3-(4-THIpOKCHITHITIEpUANH- | -Kap-
6onnn)dennn]-1H,4H,5H-upazono[ 3,4-djmupumuana-4-on (1-1450);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEpUINH-4 - )MeThi |- 1 -[ 3-(3-ruapokcuazeTuanH- 1 -kap6o-
umn)penwn|-1H,4H,SH-tupazomno[3,4-d jmupumunun-4-on (1-1451);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-nin)MeTuin ] -4-okco-1H,4H,5H-timpazosno[ 3,4-
d]mupumunun-1-un} -N-merunoensamun (1-1452);
N-6en3un-3-{5-[(1-uuxaonponankapOoHMI-4-THAPOKCUITUIIEpUANH-4-1mn)MeTi | -4-okco- 1 H,4H,5H-nmpa-
30110(3,4-dJmupumuaue- 1 -un} 6ensamug (1-1453);
N-nmkno0yTwi-3-{5-[ (1 -uukmonponankap OO HII-4-THIPOKCUITHITEpUANH-4-1 )MeTnn | -4-okco- 1 H,4H,5H-
nupazono|3,4-d|mupumuaun- 1 -mn} 6enzamun (1-1454);
3-{5-[(1-ummuxronponankapOOHWI-4-rHAPOKCUTTUIICpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5SH-nmupazomno[ 3,4-
djmapumuaun-1-nn} -N-[(4-bropdermn)mernn |oenzamun (I-1455);
3-{5-[(1-muxronponankapOOHWI-4-rUAPOKCUTTUIICpUANH-4 -1 )MeTw |-4-okco- 1 H,4H,5SH-nmupazomno[ 3,4-
d]jmapumuana-1-nn} -N-[2-(mumeTnnamuHo )aTri |oerzamu (I-1456);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHITHIIEpUANH-4-nin)meTin | -4-okco-1H,4H,5H-timpazoino[ 3,4-
d]mupumunnn-1-wn} -N-[(3-mMeTmnokceran-3-wn)meruin |oenzamu (1-1457);
4-({1-[4-dTOp-3-(3-PTOpazernaun-1-mr)pennn]-4-oxco-1H,4H,5H-nupazomno| 3,4-d [nupumunun-5-un } me-
Tin)-4-ruapokcu-N,N-numeTwmnunepuut- 1 -kapookcamu (1-1458);
4-({1-[4-dTOp-3-(3-ruapokcuazerunun- 1 -mn)dpenun]-4-okco-1H,4H, SH-upazono[ 3,4-d Jnupumuaun-5-
wi yMetnn)-4-rugpokcu-N,N-aumetnnnunepu - 1 -kapookcamuy (1-1459);
1-(4-propdenmn)-5-{[4-runpokcu-1-(1-metnin- 1 H-unnazon-6-kapOoHWI) TUTIepUTAH-4 -FJT [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1460);
4-({1-[4-(4,4-mupToprumepuaus- 1 -un)perwn |-4-oxco-1 H,4H,5SH-mupazono[ 3,4-d |mupumuguH-5-mr } Me-
TiN)-4-ruapokcu-N,N-gumetrnnunepu - 1 -kapookcamu (1-1461);
4-ruapoxcu-N,N-nqumeTri-4-{[4-okco- 1-(4-{[2-(mponan-2-mnokcu )3tvi |amuHo } hennn)-1H,4H,5H-
npasono|3,4-d nupumMunH-5-1i |MeTH | TunepuIuH- 1 -kapookcamun (1-1462);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-nim)meTin ] -4-okco-1H,4H,5H-nimpazosno[ 3,4-
d]mupumunun-1-un} -N-(4-¢propdenmn)oenzamun (I-1463);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHITHIIEpUANH-4-nin)MeTn | -4-okco-1H,4H,5H-nimpazosno[ 3,4-
d]mupumunnn-1-un}-N-(1,3-trazon-2-mn)oenzamus (I-1464);
3-{5-[(1-unknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-nin)MeTin ] -4-okco-1H,4H,5H-timpazosno[ 3,4-
d]jmapumuana-1-ni} -N-(5-metnn-1,2-okca3oun-3-nn)oenzamu (1-1465);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4 -1 )MeTH |- 1 -[ 3-(TupponuauH- 1 -kapOonn ) de-
aui]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1466);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUIANH-4-T)MeTHI |- 1 -[ 3-(MopdonmH-4-kapOoonwn ) peHn ] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1467);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEPUINH-4 - T )METHI |- 1 - { 3-[4-(IMMETHIIAMIUHO ) TUTICPUTUH-
1-xap6onni|pennn}-1H,4H,5H-nmpazouno[ 3,4-djmupunmunun-4-oH (1-1468);
5-[(1-uuknonponankapOOHUI-4-rHIpOKCHIHIIepUANH-4-mn)MeT| - 1 -[ 3-(4-MeTunnunepasus- 1 -kapoo-
umn)penwn|-1H,4H,SH-tupazomno[3,4-d jmupumunun-4-on (1-1469);
5-{[1-(4,4-mudrop-3-hennnOyranom)-4-ruipoKCUNUnepuIuH-4-mi|metuin § -1 -merun-1 H,4H,5SH-nmpa-
30710[3,4-d|mupumunun-4-on (I-147);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metui]-1-[3-(3-gropazernnun- 1 -xapoo-
aun)ennn]-1H,4H,5H-mupazoino| 3,4-d jmupumunnn-4-on (1-1470);
1-(4-propdenmn)-5-[ (4-ruapokcu-1-{umuaazol 1,2-a|nupasun-2-kapOOHUI | TUTICPUTAH-4-FIT)METHII |-

-4]1 -



038204

1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1471);
1-(4-propdenun)-5-{[4-ruapokcu-1-(1H-unnon-5-kapoonwmn)nunepuaun-4-wi|mernn } -1 H,4H,5SH-nimpa-
30510 3,4-d|mupumuaun-4-on (1-1472);
1-(4-propdenmn)-5-{[4-runpoxcu-1-(1 H-unmon-2-kapoouun)munepuann-4-mi | mernn } -1 H,4H,5H-nmupa-
30110 3,4-d|mupumuaun-4-ou (1-1473);
1-(4-propdenmn)-5-{[4-runpokcu-1-(4,4,4-rpudTopOyTanonn)munepunnn-4-wimerun } - | H,4H,SH-timpa-
30510 3,4-d|mupumunun-4-ou (I-1474);
5-{[1-(2,3-muruapo-1-6enzodpypan-S-kapOoHuN )-4-rUAPOKCUTTUTICPUTUH-4- 1T |[MeTHIT } - | -(4-PTOpheHm)-
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1475);
5-{[1-(1H-1,2,3-6en30TpHazon-5-kapOoHIT )-4-TUAPOKCUITUIICPUANH-4 -1 [MeThi | - 1 -(4-dpTopdennn)-
1H,4H,5H-nupa3omno|3,4-dJmupumunun-4-on (1-1476);
1-(4-dpropdenun)-5-{[4-ruapoxcu-1-(1 H-unnon-6-kapoonwn)nunepuaun-4-wi|mernn } -1 H,4H,5H-impa-
30710[3,4-d Jmupumununa-4-on (1-1477);
5-{[1-(1,3-0en30THa301-6-KapOOHIT )-4-TUAPOKCUITUTIEPU AUH-4 11 |[MeThi § - 1-(4-dTopdennn)-1H,4H,5H-
nupazono|3,4-dmupumunua-4-on (I-1478);
N-tper-0ytnin-4-{[1-(4-dpTopdennn)-4-oxco-1H,4H,5SH-mmpa3zono[ 3,4-d [ mupumuanH-5-uia | MeTh | -4-TH1I-
pokcununepuans- 1 -kapookcamus (I-1479);
3-nmkoneHTA- 1 -(4-{5-[(1-muKIonponankapOOHNI-4 -THAP OKCHITATIE PUTNH-4-HT)ME T | -4-0KCO-
1H,4H,5H-tmupazono[3,4-d|mupumuaun- 1 -wi} permn)moueBuna (1-1480);
1-mmxtorekcui-3-(3-{5-[ (1 -nukonponankapOOHMI-4-TH AP OKCUITUTICPUANH-4 -1 )METHII |-4-0KCO-
1H,4H,5H-nmpazouno[3,4-dJmupumunus- 1 -un} penmn)moueuna (1-1481);
1-niuknorekcui-3-(4-{5-[(1-muknonponankapOoHNI-4-THAPOKCUITUIIEPUINH-4 -1 )METHII |-4-0KCO-
1H,4H,5H-nmpazouno|3,4-dJmupumunus-1-un} penmn)moueuna (1-1482);
1-6en3min-3-(3-{5-[(1-mkonponankapOOHWI-4-THIPOKCUITHITEpUIH-4- 1T )MeTrin | -4-okco- 1 H,4H,5H-
npasono|3,4-djmupumunus- 1 -un } pennn)mouesuna (1-1483);
1-6en3un-3-(4-{5-[(1-muknonpomnankapOOHUI-4-THIPOKCUITHITEpUANH-4-11)MeTnn | -4-okco-1H,4H,5H-
nupazodno|3,4-d|mupumunua- 1 -un } penmn)moueBuna (I-1484);
4-{5-[(1-muxnonponankapOoHMI-4-TUAPOKCUTTUTIEpU U H-4 - 1T )MeTHI |-4-okco- 1 H,4H,5SH-mmupazomno[ 3,4-
d]jmuapumuana-1-nn} -N-metunoenzamun (I-1485);
4-{5-[(1-muxnonponankapOoHMI-4-THAPOKCUTIUTIEpU U H-4 - 1T )MeTHI |-4-okco- 1 H,4H,5SH-mmupazomno[ 3,4-
djmapumuaua- 1 -} -N-[(4-bropdernn)mernn |oenzamun (I-1486);
4-{5-[(1-mmknonponankapOoHUI-4-TUApOKCUTTUIIEpUANH-4-1i)MeTuin | -4-okco-1H,4H,5H-nmpazosno[ 3,4-
d]mupumunnn-1-un} -N-[2-(numerunamuno))atui | 6erzamun (1-1487);
4-{5-[(1-mmuknonponankapOoHUI-4-TUAPOKCUTTUIIEpUANH-4-1iT)MeTui | -4-okco-1H,4H,5H-tmpazosno[ 3,4-
d]mupumunnn-1-un} -N-[(3-mMeTmnokceran-3-wn)meruin |oenzamu (1-1488);
4-{5-[(1-mmknonponankapOoHUI-4-TUApOKCUTTUIIEpUANH-4-1in)MeTuin | -4-okco-1H,4H,5H-nimpazosno[ 3,4-
d]mupumunun-1-un}-N-(okceran-3-wn)oenzamun (1-1489);
4-{5-[(1-muxnonponankapOoHWI-4-TUAPOKCUTIUTIEpU U H-4 -1 )MeTHI |-4-okco- 1 H,4H,5SH-nmupazomno[ 3,4-
d]jmapumuanH-1-nn} -N-peramnoenzamus (I-1490);
4-{5-[(1-muxnonponankapOooHWI-4-TUAPOKCUTTUTIEpU U H-4 - 1T )MeTHI |-4-okco- 1 H,4H,5SH-mmupazomno[3,4-
d]jmapumuana-1-un} -N-(mupuana-3-nn)oenszamuy (1-1491);
4-{5-[(1-muxnonponankapOooHMI-4-TUAPOKCUTTUTIEpU U H-4 - 1T )MeTHI |-4-okco- 1 H,4H,5SH-mmupazomno[ 3,4-
d]mupumunus-1-un} -N-(4-dpropdenmn)oenzamun (1-1492);
4-{5-[(1-mmknonponankapOoHMI-4-TUAPOKCUTTUIIEpUANH-4-1i)MeTuin | -4-okco-1H,4H,5H-tmpazosno[ 3,4-
d]mupumunnn-1-un}-N-(1,3-tuazon-2-un)oenzamuy (I-1493);
4-{5-[(1-mmknonponankapOoHMI-4-TUAPOKCUTTUIIEpUANH-4-1in)MeTui | -4-okco-1H,4H,5H-tmpazosno[ 3,4-
d]mupumunnn-1-un} -N-(5-metnn-1,2-okcazon-3-un)oenzamuy (1-1494);
5-[(1-uuknonponankapOOHUI-4-rHApOKCHIHIIepUANH-4-1T)MeTH | - 1 -[4-(MopdonnH-4-kapOonwt)penn] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1495);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTUTIEPUINH-4 -1 )METHI |- | - {4-[4-(IMMETHIIAMIHO ) TUTICPUTHH-
1-xap6onun]|dennn } -1H,4H,5SH-mupazomno[3,4-d[mupumunnn-4-on (I-1496);
5-[(1-mukonponankapOOHMII-4-THAPOKCUTTUTIEPUANH-4-MT)MeTHI |- | -[4-(4-MeTrmmuTiepa3uH- 1 -kap6o-
aun)dennn]-1H,4H,5H-upazoino| 3,4-djmupumunnn-4-on (1-1497);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpU AN H-4-T)Me T |- 1 -[4-(3,3-mud Topriupposmaus- 1 -kap-
oonmn)penwn]-1H,4H,SH-tupazomno[3,4-dJmupumunnn-4-on (1-1498);
N-(4-{5-[(1-nuxnonponankapOOHWI-4-TUAPOKCUITUIIEpUINH-4 -1i1)Me T |-4-okco-1H,4H,5SH-nupaszo-
10[3,4-d]mupumunann-1-nm} perun)mupponuus- 1 -kapookcamun (1-1499);
5-{[1-(1-6en3un-1H-nnppo:n-2-kapoonmn)-4-runpokcununepuant-4-nmn | merun } - 1 -pennn-1H,4H,5H-
rupa3zono|3,4-d jmupumunua-4-o (1-150);
3-(3-{5-[(1-uuxaonpomankapOOHUI-4-rUIPOKCUTTUITEPUIUH-4 -1 )Me T |-4-0kco- 1 H,4H, SH-nipaso-
10[3,4-d]mupumuun- 1 -wt} penwn)- 1 -(okcan-4-un)modesuna (1-1500);
1-(3-{5-[(1-uuxIonpOonaHKapOOHMIT-4-TUAPOKCUTTUTIIEpUANH-4 -1T)MeTHI |-4-0kco- 1 H,4H,SH-nmupazo-
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10[3,4-d]mupumunann-1-nn} pennn)-3,3-mumernnmouesuna (1-1501);

npornat-2-uin-N-(3-{5-[(1-nuknonponankapOoHNI-4-TUAPOKCUITUIIEPUINH-4 -1 )Me THII |-4-0KCO-
1H,4H,5H-tmupazomno[3,4-d|mupumunna- 1 -un } permn)kapoamar (I-1502);

4-[(1-{4-[(8aS)-okTaruapormppoino|[ 1,2-a]Jnunepazun-2-un | penmn } -4-oxco- 1 H,4H,5H-nmpazono[ 3,4-
d]jmapumuane-5-nn)Metnin | -4-ruapokcu-N,N-quMetrnnunepuaut- 1 -kapookcamu (I-1503);

4-runpoxcu-4-({1-[4-(4-runpoxcu-4-metrnnunepuui- 1 -m)hennn|-4-oxco-1H,4H,5SH-mmupa3zoino|[ 3,4-
d]jmapumuana-5-n1} meTmn)-N,N-qumeTunnunepuui- 1 -kapookcamuy (1-1504);

5-{[1-(2,3-nquruapo-1,4-6eH30TMOKCUH-6-KapOOHWIT)-4-THIPOKCUITHTICPUIUH-4-11 [MeThn | - 1 -(4-dhropde-
umn)-1H,4H,5H-nmupazomno| 3,4-d jmupumunua-4-on (1-1505);

1-(4-dropdenun)-5-{[4-rugpokcu-1-(5-merokcu-1-merni- 1 H-nupazon-3-kapOoHun) munepuanH-4-mi|me-
i }-1H,4H,SH-ttupaszono[ 3,4-d jmupumuaun-4-on (1-1506);

5-{[1-(3,4-murunpo-2H-1-6eH30mmpan-6-kapoounin)-4-ruapoxcununepuant-4-mi | metui | - 1-(4-propde-
umn)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1507);

5-{[1-(2-unknonpomnui-1,3-okcazon-5-kapOoHuin)-4-ruapokcununepuIua-4-mimetnn } -1 - {4-[ (1 -meTun-
nukinooytun)Metokcu | hennn } -1 H,4H,5SH-mupazono[ 3,4-djmupumuaua-4-on (I-1508);

4-runpoxcu-4-[(1-{4-[(3S)-3-meToxcunupponauann- 1 -un]pennn } -4-okco-1H,4H,5SH-mupazono[ 3,4-d Jnu-
pumMuanH-5-un)Metnn |-N,N-mumetnanunepuans- 1 -kapookcamu (I-1509);

5-{[1-(4-dTop-3-pernndOyTanomn)-4-ruapoKCUITHIICPUANH-4-1m | MeTnn | - 1 -meTwin- 1 H,4H,SH-ntupaszo-
10[3,4-d]mupumuua-4-on (I-151);

5-({4-ruapoxcu- 1 -[4-(upuauH-2-ITOKCH ) OSH30 I | TATIEPUANH-4-11 } MeTHIT)- 1 -(4-MeTridernn)-
1H,4H,5H-nmpa3omno|3,4-dJmupumunun-4-on (1-1510);

5-{[4-runpoxcu-1-(4,4,4-rpudropOyranounn)nunepuanH-4-mi |merun } -1 -(4-merundenmn)-1H,4H, SH-nu-
pazono[3,4-djmupumunun-4-on (1-1511);

5-{[1-(2,3-murunpo-1-6en30dypan-S-kapOoHM)-4-TUIPOKCUITUIIEPUANH-4-niT | MeTH } - 1 -(4-MeTuide-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1512);

5-{[4-ruapoxcu-1-(1,2,3-tmagnazon-4-kapOoHUN ) TUTIepUANH-4-1i |MeThn § - 1 -(4-metundenmnn)-1H,4H,5H-
nupazono|3,4-dmupumunua-4-on (I-1513);

5-{[4-ruapoxcu-1-(2-meTmi-1,3-okcazon-5-kapOoHwn) mune puauH-4-wi |MeTu } - 1 -(4-MeTrnd eHu ) -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1514);

5-[(4-runpokcu-1-{5H,6H,7H-ttmpazono[3,2-b][ 1,3 Jokcaznn-2-kapOoHWI } TUTIEpUIANH-4-1T)METHII |- 1 -(4-
metwidennn)-1H,4H,5SH-upa3zoino[3,4-d jmupumunna-4-on (1-1516);

5-[(4-runpokcu-1-{2H,3H-tmpazomno[ 3,2-b][ 1,3 Jokcazon-6-kapOoHwm } munepuauH-4-mi)MeTein | - 1 -(4-me-
twndennn)-1H,4H,3H-upazono[3,4-d jnupumunua-4-on (I-1517);

5-{[4-runpoxcu-1-(5-merun-1,2,3-ruanuazon-4-kapOoHwn) nunepuauH-4-ui|Metni | - 1 -(4-metnnd eHnn)-
1H,4H,3H-nmpazomno|3,4-dJmupumunnn-4-on (1-1518);

1-(4-xnopdenun)-5-({4-runpoxcu- 1 -[4-(mpuanH-2-NITOKCH ) OCH30 M |TUTIEPU IMH-4-HJ1 } METHIT )-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1519);

1-mmxtonponii-5-{ [4-ruapokcu- 1 -(4-benokcudenzonn)munepuana-4-ui | metnn } - 1 H,4H,SH-tiupazo-
110[3,4-d|mupumuua-4-oH (I-152);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(4,4,4-rpudTopoyranonn)munepuana-4-un | metnn } - | H,4H,SH-mu-
pazouno|3,4-dmupumuana-4-oH (1-1520);

1-(4-xnopdennn)-5-{[1-(2,3-murumpo- 1 -6eH3odypan-5-kapOoHWI)-4-THIAPOKCUTTHITICPUTHH-4-HJT |[METHII | -
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1521);

1-(4-xnopdenun)-5-{[4-runpoxcu-1-(1,2,3-tnaanazon-4-kapoouun)munepuans-4-mwi|merun } - 1H,4H,5H-
npazono|3,4-dmupumunun-4-on (I-1522);

1-(4-xnopdenun)-5-{[1-(3-pTop-4-meTnnbdenzomn)-4-ruapokcununepuaua-4-ui|mermn } - | H,4H,5H-
nupaszono|3,4-d jmupumunun-4-oH (1-1523);

1-(4-xnopdenmn)-5-{[4-runpoxcu-1-(2-metmi-1,3-okca3omn-5-kapOoHNIT ) TUTIepUANH-4- 1T |METHI | -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1524);

4-[(1-{4-[(9aS)-oxrarumpo- 1 H-mupumol 1,2-a|nunepaszun-2-uin]pennn } -4-oxco-1H,4H,5SH-mmupa3zoino[3,4-
d]jmapumuanH-5-nn)Metnin | -4-ruapokcu-N,N-quMeTrnnunepuaut- 1 -kapookcamuy (I-1525);

4-ruapokcu-N,N-qumeTwn-4-[(4-okco-1-{4-[4-(TpudTopmeTmn)-1 H-mupazon-1-wr]dpennn }-1H,4H,5H-
nupazodo|3,4-dmupuMunuH-5-un)MeTwi [munepunnH- 1 -kapookcamu (1-1526);

1-(4-xnopdenmn)-5-[(4-ruapoxcu-1-{2H,3H-mupazomno[3,2-b][ 1,3 Jokcazon-6-kapOOHUI | TUTIEpUTAH-4 -
wn)metwin]-1H,4H,3H-iupazono[ 3,4-d Jmrupumuaun-4-on (1-1527);

1-(4-xnopdenun)-5-({4-ruapoxcu- 1 -[4-(MpuMHUINH-2 -UIOKCH )OSH30 I | TUTICpUINH-4-FJT } METHIT)-
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1528);

1-(4-xnopdenun)-5-{[4-runpoxcu-1-(5-metunin-1,2,3-tnanuazon-4-xapOOHNIT) TUNIEPUANH-4-HIT |METHIT | -
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1529);

5-[(1-6en3omn-4-ruapoxcununepuant-4-mn)merun]- 1 -pennn-1H,4H, SH-nmpazono[ 3,4-d Jmupumuann-4-
oH (I-153);

1-(4-propdenmn)-5-{[4-runpokcu-1-(1,2,3-tnaauazon-4-kapoonun)munepuaut-4-wi|mernn } - 1H,4H,5H-
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nupa3zono|3,4-d Jmupumunua-4-oH (1-1530);

5-{[1-(3-prop-4-meTnnoe 3011 )-4-TrUAPOKCUITUIIEPUANH-4 -1 |[MeTh § - 1 -(4-dTopdennn)-1H,4H, SH-n-
pazouno|[3,4-djmupumuana-4-ou (I-1531);

1-(4-propdennn)-5-{[4-runpokcu-1-(4,4,4-TpudTop-3-MeTHIOY TAHO W ) TUTICPUAHH-4-HJT |METHII | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1532);

5-{[1-(4,4-mupropOyTanownn)-4-ruapokcununepuana-4-ui |metun } - 1 -(4-propdenmn)-1H,4H, SH-upazo-
110[3,4-d|mupumunua-4-on (I-1533);

2-[4-(4-{[1-(4-pTopdenmn)-4-okco-1H,4H,5SH-mupazomno| 3,4-d [mupumMuanH-5 -un [Me T } -4-THIAPOKCH-
nunepuanH-1-kapoonun)pennn]-1,6,2-rnazonuann-1,1-muon (I-1534);

1-(4-propdenmn)-5-({4-runpoxcu-1-[4-(1H-1,2,3-rpuazon- 1-mn)6eH30mn | nunepunH-4 -1} METHII)-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1535);

1-(4-dpropdenmn)-5-({4-runpoxcu-1-[4-(4-ruapoxcunumnepunt- 1 -1i)0eH30 M | TUIepUANH-4-1IT } METHIT)-
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1536);

5-({1-[2-(nucpropMeTOKCH )aeTHII | -4 -THAPOKCUITUTIEPU AUH-4-11 } MeTHI) - 1 -(4-¢dpTopdennn)-1H,4H,5SH-
nupazodio 3,4-dmupumunua-4-on (I-1537);

4-ruapoxcu-N,N-qumeTtrn-4-( {4-okco-1-[4-(1H-mupazon-1-un)penwn]-1H,4H,5SH-tupazono[ 3,4-d Jmupu-
MUIWH-5-HJ1 } MeTH ) aTniepuanH- | -kapookcamu (I-1538);

4-ruapoxcu-N,N-qumetmn-4-( { 1-[4-(4-metnn-1 H-tupazon- 1 -un)penmn]-4-oxco-1H,4H,SH-mupazomno[ 3,4-
d]mapumMuanH-5-17} MeTIT) unepu - 1 -kapookcamu (1-1539);

5-[(1-anetmn-4-runpokcununepuana-4-un)metun |- 1 -permn-1H,4H,SH-tmupazono[ 3,4-d jnupumuana-4-ox
(I-154);

5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metui] - 1-[ 3-(4-metnn- 1 H-nmpazon-1-nm)de-
uun|-1H,4H,5H-nupazomno| 3,4-d jmupumunua-4-on (1-1540);

4-[(1-{4-[(9aR)-okTarunpo-1 H-mupuno[ 1,2-a]nunepazun-2-wmwi|penwnn } -4-okco-1H,4H, SH-tmmpazomno[ 3,4-
d]mupumunun-5-un)merni|-4-runpokcu-N,N-qumetnianunepuaus- 1 -kapookcamu (I-1541);

5-{[1-(2-umxonponmi-1,3-0kca3o-5-kapOoHWT)-4-TUIPOKCUTTHITIEPUANH-4-1J |[MeTHI § - | -(4-MeTHII-
dbennn)-1H,4H,5H-mupazono[ 3,4-d[mupumunnn-4-on (I-1542);

4-ruapokcu-N,N-nqumeTn-4-{ [4-okco- 1 -(4-{[2-(munepuaus- 1 -um)3tun |amuno } pennn)-1H,4H,SH-mupa-
30510[ 3,4-d|mupumMu -5 -vt |MeTH } munepuanH- 1 -kapookcamu (I-1543);

4-[(1-{4-[(3,3-mumeTnnmuKiIo0y T )amuHo |ernn } -4-oxco-1H,4H, SH-upa3zomno| 3,4-d [mupumunna-5-
mn)Metun |-4-runapokcu-N,N-guMmetunnunepuant- 1 -kapookcamuy (I-1544);

1-(4-dropdenun)-5-{[4-runpoxcu-1-(4,4,4-tpudrop-3-ruaporcu-3-MeTHIOY TAHOMIT ) TUITEPUANH-4- 1T | Me-
i }-1H,4H,SH-tmupazono[3,4-d jmupumunaun-4-on (1-1545);

4-[(1-{4-[(8aR)-okrarunponuppono| 1 ,2-a|numepasun-2-wi|pernn } -4-okco-1H,4H,SH-mupazomno| 3,4-
d]mupumunmn-5-un)mertwi]-4-runpoxcu-N,N-muMeTunnunepuaus- 1 -kapookcamun (I-1546)

5-{[4-runpoxcu-1-(mupuann-4-kapOonmn) nunepuua-4-mi | Metnn } -1 -(4-penundenmn)-1H,4H,5SH-mpa-
303710[ 3,4-d Jmupumunun-4-on (1-1547);

4-ruapoxcu-N,N-nqumeTwn-4-[(4-okco-1-{4-[4-(1H-mupazon- 1 -un)munepuaus- 1 -un | denwn } -1 H,4H,5SH-
nupazodio| 3,4-d|mupuMunnH-5-un)MeTui [munepunnH- 1 -kapookcamu (1-1548);

5-[(1-anerun-4-runpokcununepuana-4-un)metnn | - 1 -[4-(tpudropmernn)penwn]- 1H,4H,SH-tupazo-
110[3,4-d|mupumunua-4-on (I-1549);

5-{[4-ruapoxcu-1-(1-metmi- 1 H-umugazon-4-kapOoonun )munepuana-4-mi | mernn } - 1 -pennn-1H,4H, SH-m-
pazoiol[3,4-djmupumunun-4-on (I-155);

5-[(1-6en3omn-4-ruapoxcununepuant-4-mn)merui]- 1 -[4-(rpudropmernin)pennn]-1H,4H, SH-mupazo-
110[ 3,4-d[mupumunua-4-oH (I-1550);

5-{[4-runpokcu-1-(4-merokcudenzomn)nunepuanH-4-un|metnn} - 1-[4-(tpudropmerni) hpern|-
1H,4H,5H-ntmpazomno|3,4-djmupumunun-4-on (1-1551);

5-{[1-(4-propbenzonn)-4-runpoxcununepuua-4-mi|metni } - 1 -[4-(tpudropmern)pennn]-1H,4H,5H-
nupazodio| 3,4-dmupumunua-4-on (I-1552);

5-{[4-ruapoxcu- 1 -(mupuauH-4-KapOOHWT ) TUTepUITH-4-11 |MeTwa § - 1 -[4-(TpudTopmeTni ) deHr]-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1553);

5-({4-ruapoxcu-1-[2-(okcan-4-wuin)aneTn | munepuana-4-ui f MeTun)- 1 -[4-(Tpud ropmernn ) pernn ] -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1554);

5-({4-ruapoxcu-1-[4-(mupuarH-2-AIOKCH ) OCH30 WIT | TUTIEPU TN H-4-1IT } MeTH )- 1 -[4-(TpudTopMeTiT) dhe-
uun|-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (I-1555);

5-{[1-(3-aTOKCHTIpONIAaHOMIT)-4 -TUIPOKCHITUIIEpUANH-4-1i1 |MeTH } - 1 -[4-(TpudTopMeTnin)penu |-
1H,4H,5H-nupa3omno|3,4-djmupumunun-4-on (1-1556);

5-[(1-nuknoOyraHkapOOHMI-4-TUAPOKCUTTUTIIEPUANH-4-1T)Me T |- 1 -[4-(TpudTopmeTin)hennn]-
1H,4H,5H-nupa3omno[3,4-djmupumunun-4-on (1-1557);

5-{[1-(2,3-murunpo-1-6en3odypan-5-kapOoHM)-4-TUIPOKCUITUIIEpUANH-4-nin |MeTu | - 1 -[4-(TpudTopme-
tnn)dennn]-1H,4H,5H-upazono| 3,4-dJmupumunna-4-on (I-1558);

5-{[4-ruapoxcu- 1 -(mupuauH-3-KapOOHWI ) THUTepUITH-4 -1 |MeTw § - 1 -[4-(TpudTopmeTnn ) deH]-
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1H,4H,5H-ntupazomno|3,4-dJmupumunun-4-on (1-1559);

5-{[1-(4-unknonponundeH3onn)-4-ruapoxcunumnepuant-4-mi Metun | - 1 -penmn-1H,4H,5SH-mpazoino| 3,4-
djmapumuaua-4-on (I-156);

5-{[1-(1,5-mumeTnn-1 H-mpazo:-3-kapOoHW ) -4 -TUAP OKCUTIUTIEPU TN H-4 - 1T [MeTHI } - 1 -[4-(TpudTopMe-
tnn)dennn]-1H,4H,5H-upazono| 3,4-d Jmupumunua-4-on (I-1560);

1-[3-(4-proprunepuann- 1 -un)pernn|-5- {[4-ruapokcu- 1 -(1 -Me THIITUKIOIPOTTaHKAPOOHUI ) TUTTEPH AH-4 -
wi|merun}-1H,4H,5H-tupazono[ 3,4-d jrmpumuauna-4-on (I-1561);

5-{[1-(2-amuHOOEH30MN )-4-TUAPOKCUTTUTIEpUANH-4 - 1T |[MeTHIT } - 1 -[4-(TpudTopmeTin) penwmn|-1H,4H,5H-
npasono|3,4-dmupumunnn-4-on (I-1562);

5-{[4-runpokcu-1-(5-meruin-1,2-okcazon-3-kapOoHun) nunepuauH-4-ui|Metui § -1 -[4-(TpudTopmerri) pe-
uun|-1H,4H,5H-nmupazono| 3,4-d jmupumunua-4-on (1-1563);

5-{[4-runpoxcu-1-(1H-nnnon-6-xapOonun)mmnepuaun-4-ui|metun } - 1-[4-(tpudropmerni) pernn|-
1H,4H,5H-ntupazomno|3,4-djmupumunun-4-on (1-1564);

5-{[4-runpoxcu-1-(1-mermnmunepunuH-4-kapOooHw ) munepuanH-4-mi |Merun } - 1 -[4-(tpudTopmernin)he-
wawin]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1565);

5-{[4-ruapoxcu-1-(okcan-4-kapOoHun)nunepuaua-4-ui |Metun § - 1 -[4-(tpud ropmernn)pennn |- 1H,4H,5SH-
nupazodio| 3,4-dmupumunua-4-on (I-1566);

5-{[1-(4,4-mu TopumKOreKcaHKapOOHIIT)-4-THIPOKCUITHTICPUANH-4-1J [MeTh | - 1 -[4-(Tpud Topmerni)de-
uaun]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1567);

5-{[1-(3,3-mupropumroOdyTaHKapOOHWI)-4-THIPOKCUITHITCPUANH-4-1J1 [MeTH | - 1 -[4-(TpudTropmeTin)de-
uun|-1H,4H,5H-nupazono| 3,4-d jmupumunua-4-on (1-1568);

1-(4-xnopdenun)-5-[(4-ruppokcu-1-{5H,6H,7H-mpazoino[ 3,2-b][1,3]okcaznH-2-kapOOHMI } TUIIEPHITH-
4-nn)metun |-1H,4H, SH-mupazono| 3,4-d Jrupumuaua-4-oH (1-1569);

5-{[4-runpoxcu-1-(4-merokcnbeH3own)nunepuIua-4-wmi|metni } -1 -dpennn-1H,4H, SH-nmpazono| 3,4-d Jnn-
pumuanH-4-ou (I-157);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTTAHKAP OOHII ) TUTIePUANH-4 -1 |[MeTHI § - | - {4-[3-(0kcaH-4-ni)a3eTh-
nuH-1-wi|dennn } -1H,4H,5H-upazono[ 3,4-d jmupumuanna-4-on (1-1570);

5-[(4-runpokcu-1-{5H,6H,7H-ttmpazono[3,2-b][ 1,3 JokcaznH-2-kapOoHWI } TUTIEpUINH-4-T)METHII |- 1 -[4-
(tpudropmernn)pennn]-1H,4H,SH-upazono|3,4-djmupumuana-4-on (1-1572);

5-[(4-rumpokcu-1-{mmunaso[ 1,5-a|mupuaua-6-kapOooHwI } munepuanH-4-uin)MeTw |- 1 -[4-(TpudTopme-
tnn)dennn]-1H,4H,5H-upazomno| 3,4-dJmupumunua-4-on (I-1573);

5-[(4-runpokcu-1-{2H,3H-tmpa3zomno[3,2-b][ 1,3 ]Jokca301-6-kapOoHuI } mumepuauH-4-min)MeTen |- 1-[4-
(rpudropmernn)pennn]-1H,4H,5SH-nupazono[3,4-dnupumuann-4-on (1-1574);

5-({4-runpoxcu-1-[4-(MupUMHUINH-2-UIOKCH)OCH30WI |THNIepUIHH-4-1111 } MeTH)- 1 -[4-(TpudTopmeTr) de-
umn|-1H,4H,5H-nmupazomno| 3,4-d jmupumunusa-4-on (1-1575);

1-[4-(5-{[1-(4-pTopOen3onn)-4-ruapoxcunumnepuani-4-mi | metui } -4-oxco-1H,4H,5H-npaso:nol[ 3,4-
d]mupumunnn-1-uwn)dennn|-3,3-mumetrunmodesuna (1-1576);

5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4- 1) MeTHI |- 1 - {3-[4-(TpudTopmeTIn)- 1 H-rtmpa-
3011-1-wi|dpennn} - 1H,4H,3H-tmupazono|[ 3,4-d jJrupumuaun-4-ou (1-1577);

5-[(1-mmuKonponankapOOHMIT-4 -THAPOKCUTTUTIEpUANH-4-T)METHI |- | - {4-[4-(TpudTopmeTIn)- 1 H-tupa-
3011-1-wi|dpennn} - 1H,4H,5H-tupazono[ 3,4-d Jrupumuaun-4-ou (1-1578);

5-[(1-muKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4- 1) Me T |- 1 -(4-{[ S-(Tpud TopmeTrn ) mupuanH-2-
wit]okcu } penmn)-1H,4H,5H-niupazono|3,4-d mupumunun-4-on (I-1579);

5-[(1-nuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)merwi] - 1 -penmn-1H,4H,SH-mupaszonol 3,4-
d]mupumunna-4-oH (I-158);

5-[(1-uuknonponankapOOHUI-4-rHapoKcHIHNIepuAnH-4-mn)Me T | - 1-(4- {[4-(Tpud TopMeTHI ) TUPUMUTUH-
2-un]okcu } pernn)-1H,4H,SH-nmupazomno|3,4-d jmupumuaun-4-on (1-1580);

5-[(1-nuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)mMetuin| - 1 - {4-[4-(1H-nupazon- 1 -un)nmunepu-
nuH- 1 -] dennn }-1H,4H,5H-upazono[ 3,4-d jrupumuana-4-on (I-1581);

5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEpU AN H-4- 1) Me T |- 1 - {4-[4-(1H-1,2,3-Tpua3zon- 1 -un)mnum-
nepunuH- 1 -wi|dennn}-1H,4H,5H-tupazono[ 3,4-d Jnupumuauna-4-on (I-1582);

4-ruapokcu-N,N-qumeTnn-4-[(4-okco-1-{4-[4-(1H-1,2,3-rpuazon- 1 -un)munepuana- 1 -ui | peH | -
1H,4H,5H-tmupazono[3,4-d|mupuMuauH-5-mn)MeTt |nunepuaui- 1 -kapookcamuy (1-1583);

1-{4-[(9aR)-okTaruapo-1H-mupuno[ 1,2-a]nmunepasud-2-min|dpenwnn } -5-[ (1-nuxronponaHkapOoHmI-4-TH1-
poxcununepunua-4-wn)mernin]-1H,4H,5SH-mpazono[ 3,4-d Jmupumuaun-4-on (1-1584);

1-(4-propdenmn)-5-({4-runpoxcu-1-[4-(1H-1,2,3-rpuazon- 1 -min)nunepuann- 1 -kapOoHUI | TunepuanH-4-
wi}metun)-1H,4H,5H-mupazono[3,4-d Jnupumunua-4-on (I-1585);

1-[3-(4-xn0p-1H-tmpazon-1-wn)penmn|-5-[ (1 -murnonponankapOOHUI-4-THIPOKCUTTHIICPU TUH-4-HT)Me-
twn|-1H,4H,5H-upazono[ 3,4-d Jmupumunua-4-on (I-1587);

1-[4-(4-xnop-1H-nupazo:n-1-mn)denmn]-5-[ (1 -unkionponankapOOHII-4-THIPOKCHITHIICPUANH-4-FIT)Me-
tnn]-1H,4H,5H-mupazomno[ 3,4-d|mupumuana-4-on (I-1588);

5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU AU H-4-T)MeTHI |- | -[4-(0OKceTaH-3-unokcu ) peHn | -
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1H,4H,5H-ntupazomno|3,4-dJmupumunun-4-on (1-1589);

5-{[4-runpoxcu-1-(3-ruapoxcubeHzomn)munepuauH-4-mwi|metun} - 1 -penmn-1H,4H,5H-upazonol[ 3,4-
djmapumuaua-4-on (I-159);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTUTIEPUINH-4 -1 )MeTHI |- | -[4-(OKCaH-4-HIIMETOKCH ) peHMIT |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1590);

5-[(1-anetmn-4-runpokcununepuana-4-un)metun | - 1 -(4-peranndennn)- 1 H,4H,5SH-mupazomno[ 3,4-dmupu-
muanH-4-oH (I-1591);

1-(4-xnopdenmn)-5-{[4-runpokcu-1-(1 H-urmon-6-kapOoonumn ) munepuann-4-ui | metnin } - 1 H,4H,SH-timpa-
30:710[ 3,4-d Jmupumununa-4-on (I-1593);

1-(4-xnopdenun)-5-({4-runpoxcu-1-[3-(1H-1,2,3,4-TeTpazon-1 -mi)nponanons |nunepuanH-4-1i1  METHI)-
1H,4H,5H-nmpazomno|3,4-dJmupumunun-4-on (1-1594);

1-(4-xnopdenun)-5-{[4-runpoxcu- 1-(okcan-4-kapoonun)nunepuaun-4-ui|merun § - 1H,4H,SH-nimpaszo-
110[ 3,4-d[mupumunna-4-oH (I-1595);

1-(4-xnopdenun)-5-[(4-ruppokcu-1-{nmpazono[ 1,5-aJmupunun-2-kapOoHNI } THIEPUINH-4-HIT)METHII |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1596);

1-(4-xnopdenmn)-5-{[ 1-(4,4-mudTopIInKIOreKCaHKAPOOHN )-4-TUAPOKCUTTUTICPUTTH-4 - VLT [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1597);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(3-meTunokceTan-3-kapOorun ) munepuana-4-uin metun } - 1 H,4H,5H-
nupazono|3,4-dmupumunna-4-on (I-1598);

1-(4-xnopdenmn)-5-{[1-(3,3-mudToprnkinoOyTaHKapOOHMI )-4-THAPOKCUTTUTIEPUTAH-4 - 1T | METHIT | -
1H,4H,5H-nupa3omno|3,4-djmupumunun-4-on (1-1599);

5-[4-runpokcu-4-({4-okco-1-penmn-1H,4H,5SH-nupazono[ 3,4-d JnupumuauH-5-11 } MeTHI ) TUTIepUARH- 1 -
kapOoHui]-1,2-muruaponupuaut-2-ox (1-160);

1-(4-xnopdenun)-5-{[4-runpoxcu-1-(3-ruapokcu-3-metnndOyranomwn)nunepuana-4-wi | metun ;-1 H,4H,5H-
nupa3zono|3,4-d jmupumunua-4-oH (1-1600);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(4-metui-1,3-okcazomn-5-kapOOHIT ) TUTICPU TTH-4 - T [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1601);

5-{[1-(3-3ToKCHTIPONIaHOMN )-4-TUAPOKCUTIUTIEpUTUH-4- 1T |MeTh } - 1 -(4-penmndennn)-1H,4H, SH-mpaso-
10[3,4-d|mupumunua-4-on (I-1602);

5-[(1-mmukno6yTaHKapOOHUI-4-THAPOKCUTTATIEpUANH-4-1n)MeTh | - 1 -(4-berundenmn)- 1 H,4H,5H-impazo-
10[3,4-d|mupumunua-4-on (I-1603);

5-{[1-(2,3-murunpo-1-6en3odypan-5-kapOOHH)-4-TUIPOKCUITUIIEpUANH-4- T |MeTu } -1 -(4-pernne-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1604);

5-{[4-runpoxcu-1-(mpuauH-3-kapOonmn) nunepuua-4-mi | Metnn } -1 -(4-penundenmn)-1H,4H,5SH-upa-
30:710[ 3,4-d Jmupumununa-4-ox (I-1605);

5-{[1-(1,5-mumermn-1H-nupazomn-3-xkapOonmn)-4-ruapokcunumnepuauH-4-wmi | MeTu | - 1 -(4-penundennn)-
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1606);

5-{[1-(mumeTri-1,3-THa307-5-KapOOHMI)-4-THIPOKCUITATIEPUANH-4-11 [MeTh } - 1 -(4-hennndenmn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1607);

5-{[1-(2-amurOOEH30MN )-4-TUAPOKCUTTUTIEpUIUH-4 - 1T |MeTHIT } - 1 -(4-pernndennn)- 1 H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-on (I-1608);

5-{[4-ruapoxcu-1-(1H-unmomn-6-xapOorwn)nunepuauH-4-wmwi |metwn § -1 -(4-bernndenmn)- 1 H,4H,5H-nmpa-
30710[ 3,4-d Jmupumununa-4-ox (1-1609);

5-{[4-runpoxcu-1-(1H-nnnazon-3-kapOoHwn) munepuaun-4-mi | metuin § - 1-penwn-1H,4H,5H-mupazo-
10[3,4-d[mupumunua-4-oH (I-161);

5-{[4-runpoxcu-1-(okcan-4-kapOoHun)nunepuanH-4-mi |merun } -1 -(4-penmndennn)-1H,4H,5H-mupazo-
110[ 3,4-dmupumunua-4-oH (I-1610);

5-{[1-(3,3-mudroprmknobyTaHKapOOHNIT )-4 -THIPOKCUTTHIIE pUANH-4-11 |MeTHI | - 1 -(4-penundennn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1611);

5-{[1-(2-amuHO-4-dTOPOCH30MI )-4-TUAPOKCUTTUTIEPUINH-4- 1T [MeT } - 1 -(4-permndennn)-1H,4H,5H-
nupazono|3,4-dmupumunua-4-on (I-1612);

5-{[4-ruapoxcu-1-(2-meTmi-1,3-okcazon-5-kapOoHwn) munepuauH-4-wi | MeTu | - 1 -(4-permnh eHnn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1613);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmi |Metwi } - 1 - {4-[ 1-(okcan-4-un)- 1 H-mupa3zon-4-un] de-
uun}-1H,4H,5SH-nmupaszono[ 3,4-d [mupumunua-4-on (I-1614);

5-{[1-(4-propben3onn)-4-runpoxcununepuut-4-mn|metnn } -1 - {4-[ 1-(okceran-3-nin)-1H-nupazon-4-
wi]denun}-1H,4H,5H-mpazono[ 3,4-d Jmrupumuaun-4-on (I-1615);

5-{[1-(4-propbenzomn)-4-runpoxcununepuaua-4-mi|metni | -1 - {4-[ 1-(1-ruapokcu-2-MeTmimponan-2-
win)-1H-mpazon-4-nin|pennn} -1H,4H,5SH-nmpazono[ 3,4-d Jnrupumuaun-4-on (I-1616);

5-{[1-(4-propbenzonn)-4-runpoxcununepuut-4-mi|metnn | -1 - {4-[ 1-(2-ruppokcu-2-mermmnpornwn)-1 H-
nupazon-4-wi|hennn ) -1H,4H,5H-mupazono[ 3,4-djmupumuaua-4-on (I-1617);

1-(4-{7-a3actupo[ 3.5 JHoHaH-7-wmi1} perwmn)-5-[ (1 -uuxronponankapOoOHMIT-4-THAPOKCUTTUTICPUITH-4 -

- 46 -



038204

win)metwi|-1H,4H,5SH-ttupazono| 3,4-d Jmupumunna-4-on (I-1618);

1-(4-{3-azacnimpo[5.5]ynnexan-3-nn} penun)-5-{[ 1-(4-propoenzomn)-4-ruapoKCUITUIEPH IMH-4 -1 | Me-
tnn}-1H,4H,5H-tmupazono[ 3,4-d Jmupumuana-4-ou (I-1619);

5-{[1-(3-amurOOEH30MN )-4-TUAPOKCUTTUTIEpUANH-4 -1 |[MeTh } - 1 -herwmn- 1 H,4H,5H-mupazono[ 3,4-d|mu-
pumuanH-4-0H (1-162);

1-(4-{3-a3actupo[ 5.5 ynaexan-3-wmn} perwn)-5-[ (1 -nukronponankapOOHMI-4-THAPOKCUTTUIICPU IHH-4-
nn)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1620);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-un | metun } - 1 -(4-{9-meTun-3,9-nmuazacmupo[ 5.5 yHnae-
kaH-3-wi} penun)-1H,4H,5H-mupazomno| 3,4-d Jmupumunua-4-on (I-1621);

5-[(1-uuknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-m1)MeT] - 1-(4-{9-meTnn-3,9-mnazacnu-
pol[5.5]yrnexan-3-un} ¢penwn)-1H,4H,5SH-mupazoino| 3,4-d Jmupumuaun-4-on (1-1622);

5-{[1-(4-propbenzomnn)-4-ruapoxcununepuua-4-mwi|mernn } - 1 -[4-(4-metwmn-1 H-nupazon- 1 -um) pennn]-
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1623);

5-{[1-(4-propben3onn)-4-runpoxcununepuaut-4-min|mernn | - 1 - {4-[4-(tpudropmernn)-1 H-nupazon-1-
nn|denun}-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1624);

5-[(1-anetmn-4-runpokcununepuana-4-uin)metnn| - 1 -(4-xnopdenwn)- 1 H,4H,SH-mpazono[ 3,4-d Jnupumu-
nmuH-4-0H (I-1625);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(1 H-mupazon-3-kapOoormn ) munepuana-4-ui \metun } - | H,4H,SH-mu-
pazouno|3,4-dJmupumuana-4-oH (1-1626);

1-(4-xnopdennn)-5-{[ 1 -(5-muxnonponun- 1 H-mupazon-3-kapOoHT)-4-THIpOKCUITHTICPU TWH-4-HJT |METHIT | -
1H,4H,5H-nupasomno|3,4-djmupumunun-4-on (1-1628);

1-(4-xnopdenmn)-5-{[4-runpoxcu-1-(3-metmi-1,2-okcazon-5-kapOOHNIT ) TUTICpUANH-4- 1T |METHI | -
1H,4H,5H-nmpazomno|3,4-dJmupumunun-4-on (1-1629);

1-(4-xnopdenun)-5-[(4-ruppokcu-1-{ummaasol[ 1,2-a]nupuanH-6-kapOOHM | TUIIEPHITH-4-HIT)METHII |-
1H,4H,5H-ntmpa3omno[3,4-dJmupumunun-4-on (1-1630);

1-(4-xnopdennn)-5-[(1-muxnooyrankapooHWwI-4-ruapokcununepuauH-4-wi)metwn |- 1 H,4H,SH-iupazo-
10[3,4-d|mupumunua-4-on (I-1631);

1-(4-xnopdennn)-5-{[4-runpoxcu- 1 -(1 -Me THITUKIOTIPOTIaHKAP OOHUI ) ITUTICPUTHH-4-1JT |[METHII | -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1632);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(5-metui-1,2-okcazomn-3-kapOOHIT ) TUTICPU TTH-4 - T |METHIT | -
1H,4H,5H-mmupazono[3,4-d |mupumuaua-4-on (I-1633);

1-(4-xnopdenun)-5-{[4-runpoxcu-1-(5-metmi-1H-mpa3zo:1-3-kapOoHu) munepuanH-4-11 |MeTHII | -
1H,4H,5H-nupa3omno|3,4-dJmupumunun-4-on (1-1634);

1-(4-xnopdenmn)-5-{[1-(1,3-aumerni- 1 H-nupaszon-5-kapOoHuT)-4 -THIpOKCHITUIIE PUANH-4 -1 [METHII | -
1H,4H,5H-nmpa3omno|3,4-djmupumunun-4-on (1-1635);

5-{[4-runpoxcu-1-(1-meTunmukaonponankapOoHmI) munepuIuH-4-mi | metnin } -1 - {4-[3-(mopdonun-4-
wn)azetuaus-1-wi|denun } -1H,4H, SH-tupazomno|3,4-d jmupumunun-4-on (1-1636);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIOTPOTTaHKAPOOHII ) TUTIepUANH-4 -1 |[MeTH § - 1 - {3-[3-(MopdonmH-4-
nn)azetuaun- 1 -wi|bennn} -1H,4H,5H-mupazono[ 3,4-dJmupumuauna-4-ou (I-1637);

rel-5-{[4-runpoxcu-1-(1-MeTHIIUKIOpoTaHKapOOHU ) unepuanH-4-mi metnn } -1-{4-[(3R,5S5)-3,4,5-
TpuMeTHaTIUNIepa3uH- 1 -ui | penwn } -1 H,4H, SH-upazomno| 3 ,4-d[mupumunna-4-on (I-1638);

1-{4-[(35)-3,4-qumeTmnmunepa3us- 1 -wi |perwn } -5- {[4-runpokcu- 1 -(1 -Me THIIMKIOTPOITaHKapOOH U ) [TH-
nepuanH-4-wmi |metwn } -1 H,4H,SH-tupazono| 3,4-d Jmupumuaun-4-on (1-1639);

N-{4-[4-runpokcu-4-({4-oxco-1-penun-1H,4H,5H-nupazono[3,4-d ] mupumMuanH-5-n } MEeTHIT) TUNIEpU I H-
1-xap6onm|pennn } Metancynbhonamun (I-164);

1-{4-[(3R)-3,4-qumeTnnnunepasuH- 1 -wi|pennn} -5- {[4-ruapokcu- 1 -(1 -MeTHIMKIIONpOTIaHKapOOHWIT ) TH -
nepuauH-4-un|mernn} -1H,4H,5H-nupazono[ 3,4-d Jmupumuaua-4-on (I-1640);

5-{[4-ruapoxcu-1-(1-MeTHIMKIONpONaHKapOOHWI ) TUNIepUIUH-4- 1T [ MeTHI } - 1 -[4-(4-MeTHIIIHIIepa3uH-
1-un)dennn]-1H,4H,5H-mmupazono[ 3,4-d jmupumuann-4-on (I-1641);

5-{[4-ruapoxcu-1-(1-MeTHIIHUKIONTPOTaHKAPOOHIIT ) TUTIepUAUH-4 -1 |[MeTr } - 1 - {4-[4-(0KCceTaH-3 -1 u-
nepunuH- 1 -wi|dennn}-1H,4H,5H-tupazono[ 3,4-d jmupumuanna-4-on (1-1642);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTIaHKAPOOHII ) TUTTePUANH-4-11 |[MeTHI § - | -(4-{ 6-0Kca-3-a3a0uInK-
no[3.1.1]renran-3-un} hennn)-1H,4H,5SH-mupazono[3,4-d|mupumuaua-4-on (I-1643);

5-{[4-ruapoxcu-1-(1-MeTHIIHUKIOPOTIaHKap OOHIN ) TUTIepUANH-4-1i1 |MeTh § - 1 -(3-{ 8-meTmn-3,8-mua3za-
ounmkino[3.2.1]okran-3-wi} penmn)-1H,4H,5H-upazono|[ 3,4-d jmupumunun-4-on (I-1644);

5-{[4-ruapoxcu-1-(1-meTunukaonponankapOoHmI) munepuua-4-mi | metnn } -1-[3-(3,4,5-TpumeTnimnu-
nepasus- 1 -un)denmn]-1H,4H,5H-upazono|[ 3,4-d jmupumunua-4-on (I-1645);

1-{3-[(3S)-3,4-qumeTnnnunepa3un- 1 -mwi|pennn } -5- {[4-ruapoxcu-1-(1 -MeTHIIMKIONPOTIaHKapOOHWII ) ITH-
nepuauH-4-un|mernn} -1H,4H,5H-nupazono[ 3,4-d jmupumuaun-4-on (I-1646);

1-(4-xnopdenmn)-5-{[4-runpoxcu- 1-(6-MeTOKCHTUPHTUH- 3 -KapOOHMIT ) TUITePUANH-4- 1T |METHIT | -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-1647);

1-(4-xnopdenmn)-5-{[ 1-(6-broprmpunu-3-kapOooHun)-4-ruapoxcununepuaua-4-wi |metwn § -1 H,4H,5SH-
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nupa3zono|3,4-dJmupumunua-4-oH (1-1648);

1-(4-xnopdenun)-5-[(4-ruppokcu-1-{ummaaso[ 1,5-a]nupuanH-6-kapOOHM | THIIEPH TTH-4-HIT)METHI |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1649);

1-(4-xnopdenmn)-5-({4-runpokcu-1-[4-(4-ruapokcununepuIuH- 1 -11) 0 H30MJI | TUTIePUANH-4-1JT } METHIT)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1650);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(4,4,4-tpudTop-3-TUAPOKCH-3-METHIO Y TAHOWIT ) TATIEPUINH-4- 1T [Me-
tnn}-1H,4H,5H-tmupazono[ 3,4-d Jmupumuanna-4-ou (I-1651);

5-{[1-(2-amuHO-4-DTOpOCH3OWMN )-4-THUAPOKCUTTUTIEPUINH-4-1T [MeTh } - 1 -(4-xmopdennn)-1H,4H,SH-tiu-
pazono[3,4-dmupumunun-4-on (1-1652);

5-[(1-uuknonponankapOoHUI-4-ruapoxkcununepuant-4-mn)merwn]-1-(4-{4H,5H,6H,7H-tmupazoino[ 1,5-
a]mupumuanH-4-nn} penwn)-1H,4H,5SH-upazono[ 3,4-d Jnrupumuaun-4-on (1-1653);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mwi|mernn } -1-(4-{4H,5H,6H,7H-nupazomno[ 1,5-a]mupu-
muuH-4-ui} penmn)-1H,4H,SH-nupazono| 3,4-d [nupumunun-4-on (I-1654);

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)merin] - 1- {4-[ (3S)-3-ruapoxcunupponmmann-1-
nn|denun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-1655);

1-(4-{5-[(1-uuxTonponankapOOHMIT-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTr |-4-okco- 1 H,4H,SH-nmupaszo-
110[3,4-d|mupumuun- 1 -wn} penwn)-3-(mpoman-2-un)mouyesuna (1-1656);

5-[(1-mmukonponankapOOHUI-4-TUAPOKCUTTATIEPUINH-4-UT)MeTHI |- 1 -[4-(3-THAPOKCH-3-METHITTUPPOITH-
nuH-1-mn)dennn]-1H,4H,5H-mupazono[ 3,4-d |mupumuann-4-on (I-1657);

5-{[4-ruapoxcu-1-(4-meTmi-1,3-okcazon-5-kapOoHWn) munepuauH-4-wi |MeTui | - 1 -(4-permnd eHnn)-
1H,4H,5H-nmpazomno|3,4-dJmupumunun-4-on (1-1658);

5-{[1-(2-unknonponui-1,3-okcazon-5-kapOoHui)-4-ruapokcununepuaInH-4-unmetnn | - 1 -(4-pennnde-
uun)-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1659);

5-({4-runpoxcu-1-[3-(ruapoxcumMeTi)OeH30MI | TNepuAH-4-11 } MeTHN)- | -penmn-1H,4H, SH-impaszo-
10[3,4-d[mupumunua-4-oH (I-166);

5-{[4-ruapoxcu-1-(5-MeToOKCUIUPUANH-2-Kap OOHIN ) TATIepUANH-4-1J |MeTnn § - 1 -(4-hennndenn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1660);

5-{[4-ruapoxcu-1-(6-MeTOKCUITUPUANH-3-Kap OOHMN ) TATIepUANH-4-1J |MeTnn § - 1 -(4-hennndenn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1661);

5-{[1-(6-proprupuanH-3-Kap O0HMI )-4-TUAPOKCUTTUTIEPU TN H-4- 1T |[MeTHT } - 1 -(4-perundennn)-1 H,4H,5H-
nupazono|3,4-dmupumunna-4-on (I-1662);

5-[(4-runpokcu-1-{5H,6H,7H-tupazono[3,2-b][ 1,3 Jokca3uH-2-kapOOHWI } mUTICpUHH-4-T)MeTrA |- 1 -(4-
¢ernndennn)-1H,4H,SH-mpazono[ 3,4-djnrupumuaun-4-on (I-1663);

5-[(4-runpokcu-1-{umunazo| 1,5-a]mupuanH-6-kapOoHMI } TUNepUIUH-4-1un)MeTni |- 1 -(4-penmnpennn)-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1664);

5-({4-runpokcu-1-[4-(1H-1,2,3-rpuazon-1-mir)oenzonn | nunepuua-4-mn  Mmetun)- 1 -(4-penundenmn)-
1H,4H,5H-nmpazomno|3,4-djmupumunun-4-on (1-1665);

4-({1-[3-(4-xn0p-1H-mmupazon-1-mn)dennn]-4-oxco-1H,4H, SH-nupa3zoino| 3,4-d | mupuMu iHH-5 -1 } METHIT)-
4-runpokcu-N,N-gumeTmmunepuanH- 1 -kapookcamuy (I-1666);

5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEPU U H-4 - T )METHI |- | -[4-(OKCaH-4-HITOKCH ) PeHHMIT |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1667);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmi |metwn } - 1 -[4-(1 H-mupa3zon-1-wn)pernn |- 1H,4H,5H-
nupa3zono|3,4-d Jmupumunnn-4-oH (1-1668);

5-[(1-uuknonpomnankapOOHUI-4-rHIpOKCHTTHIIEpUANH-4-mn)MeT] -1 - {4-[ 3-(tpudropmeTrin)-
5H,6H,7H,8H-[1,2,4]tpna3zomno[4,3-a|mupumuaun-8-mi|permn } - 1H,4H,SH-nupazono| 3,4-d Jnupumu iuH-4-0H
(I-1669);

5-{[4-runpoxcu-1-(2-ruapoxcubeH3omn)munepuauH-4-mwi|metun -1 -penmn-1H,4H,5SH-upazonol[ 3,4-
d]mupumunua-4-oH (I-167);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuana-4-wun | metwn } - 1 -[4-(mupuaua-3-wr)pennn]-1H,4H,5H-
nupazodno|3,4-dmupumunua-4-on (I-1670);

5-{[1-(4-pTopbenzonn)-4-ruapoKcUnUIepuanH-4-1i1 |MeTw } - 1 -[4-(mupumunui-5-wn)bennn]-1H,4H,5H-
nupazono|3,4-dmupumunna-4-on (I-1671);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmn | metwn } - 1 -[4-(1-meTnin- 1 H-upa3zon-4-un)pern |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1672);

5-[(1-nuknonponankapOoHUI-4-ruapokcununepuant-4-mn)merwi] - 1-(4-{4H,6H,7H-nupazomno( 3,2-
c][1,4]oxcasun-3-un} pennn)- 1 H,4H,SH-tupazono[ 3,4-d[mupumunua-4-on (I-1673);

5-{[4-runpoxcu-1-(1-MeTHaMKIONpOIaHKapOOHMI ) IMNepUIUH-4-1i [MeTni } -1 - {4-[ 3-(2-runpoxcurpo-
naH-2-mi)aszetuaus- 1 -wi|dpennn} -1H,4H, SH-ntupa3zono| 3,4-d jmupumunun-4-on (1-1674);

1-[3-(4,4-mudTopnunepuans-1-mn)penmn]-5-{[4-rugpoxcu- 1 -( 1 -MeTUIIIUKIONPONIaHKApOOHNIT ) TUTIEPH-
muH-4-ni|metwn ) -1H,4H,5H-timpazono[ 3,4-dJmupumuaun-4-on (I-1675);

5-{[4-ruapoxcu-1-(1-MeTHIUKIOTPOTaHKAPOOHII ) TUTIepUANH-4 -1 |[MeTr § - 1 - {3-[3-(2-Tuapokcumpo-
naH-2-w)azetuaus- 1 -un|dennn} - 1H,4H,5SH-ttupazono[ 3,4-d Jrupumuauna-4-on (1-1676);
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5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) TMNepUANH-4-1i [MeTni | - 1 -[4-(3-runpokcuazeTHauH-
1-um)enun]-1H,4H,5H-mpazono[ 3,4-djmupumuaun-4-on (1-1677);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIOTPOTaHKAPOOHWI ) TUTIepUAUH-4 -1 |MeTH } - 1 -[ 3-(3-ruApOoKCHa3e THANH-
1-un)dennn]-1H,4H,5H-mmupazono[ 3,4-d jmupumunna-4-on (I-1678);

1-[4-(3-dropazetunun- 1 -mn)hennn]-5- {[4-ruapokcu- 1 -( 1 -MeTHIMHUKIONPONTaHKAPOOHUIT ) TUTICPUTUH-4 -
i |merun}-1H,4H,5H-ttupazono[ 3,4-d Jrupumuauna-4-on (1-1679);

5-{[4-ruapoxcu-1-(1H-mupazon-3-kapbonwn)munepuaua-4-wi|metut } - 1 -perwn- 1 H,4H,5H-mupazono[ 3,4-
d]jmapumuaua-4-on (I-168);

1-[3-(3-dropazerunun-1-uwn)penmn]-5-{[4-runpokcu- 1 -(1 -MeTHIIIIUKIOTIPOITAHKAPOOHIIT ) TUTICPU A H-4 -
wi|metwn }-1H,4H,5H-mupazonol[3,4-d Jnupumunua-4-ox (I-1680);

1-(4-propdenun)-5-{[4-rugpoxcu-1-(4-{3-merun-3,8-nuazadumukiio| 3.2. 1 Jokran-8-ui } 6eH30MI)THIIEpH-
muH-4-ni|metwn} -1H,4H,5H-timpazono[ 3,4-dJmupumuaun-4-on (I-1681);

5-{[1-(4-{1,4-mnazabununkio|3.2.2 [HoHaH-4-1i1 } OeH30MI)-4-TUAPOKCUTTUTIEPUINH-4- 11 [MeThi | - 1 -(4-
dbropdpennn)-1H,4H,SH-ttmpazono| 3,4-d Jmupumunna-4-on (I-1682);

5-[(1-{4-[(9aS)-oxTaruapo-1H-mupporo[ 1,2-a][ 1,4] quazeniH-2-1i |0eH301T } -4-THAPOKCHITATIEPUTHH-4 -
nn)mernn|-1-(4-propdennn)-1H,4H,SH-mupazomno[3,4-d[mupumunna-4-on (I-1683);

5-{[1-(2-umxsronponmi-1,3-0kca3oi-5-kapOoHWT)-4-TUIPOKCUTTHITICPUANH-4-1J1 |[MeTHI § - 1 - {4-[4-(THApOK-
cumeTmi)- 1 H-mupazon-1-wmn]dbenun} -1H,4H,SH-tmupazono[ 3,4-d jrupumuaun-4-on (1-1684);

5-{[1-(2-uuxtonponmi-1,3-0kca3oi-5-kapOoHWI)-4-THIPOKCUITHITCPUANH-4-1J |[MeTHI } - | - {4-[4-(TpH-
dbropmernn)-1H-mupazon-1-un]pennn} -1H,4H,5H-mupazono[3,4-dmupumuaua-4-on (I-1685);

1-[4-(4-xnop-1H-nupazo:n-1-um)denmn]-5-{[ 1-(2-uukaonpomnui-1,3-okcazon-5-kapOoHui)-4-rugpoKkcu-
nunepuanH-4-wi metun -1 H,4H,5H-mupazono|[3,4-d[mupumuann-4-on (1-1686);

5-{[4-runpokcu-1-(2-mermin-1,3-okcazon-5-kapOoHuwn)nunepuauH-4-ui|metui § -1 - {4-[4-(runpoxcume-
tin)- 1 H-nupason-1-wi|denwn } -1H,4H,5SH-ntmpazono 3,4-d |mupumunun-4-on (I-1687);

5-{[4-runpoxcu-1-(2-merun-1,3-okcazon-5-kapOoHuwn)nunepuauH-4-ui | Metui § -1 - {4-[4-(TpudTopmeTni)-
1H-nupazon-1-un]dennn }-1H,4H,5SH-mupazono[3,4-d mupumuaua-4-ox (I-1688);

1-{3-[(3R)-3,4-mumeTmnmuniepasut- 1 -wn|perun } -5- {[4-runpokcu- 1 -( 1 -Me THIITUKIOTPOTIaHKAPOOH I ) [TH -
nepunuH-4-wi|metun } - 1H,4H,5H-mmpa3zono[ 3,4-d jrupumunna-4-on (1-1689);

5-{[4-ruapoxcu-1-(1H-unnazon-6-kapoonwmn)munepuant-4-wi|metun } - 1 -penwmn-1H,4H,SH-mupazo-
110[3,4-d|mupumuua-4-oH (I-169);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIOTPOTaHKAPOOHII ) TUTIEpUANH-4 -1 |[MeTw § - | -[ 3-(4-MeTnumuepa3uH-
1-um)dennn]-1H,4H,5H-mpazono[ 3,4-djmupumuaun-4-on (I-1690);

5-{[4-ruapoxcu-1-(1-MeTHuauKIONpoaHKapOOHMI ) IMNepuIUH-4-1i [ MeTnin } -1 - { 3-[4-(okceTaH-3-mm)nu-
nepuauH-1-un|dennn}-1H,4H,5H-nupazono|3,4-d nupumununa-4-on (I-1691);

5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) IMNepUIUH-4-1i [MeTri } - 1 -(3-{ 6-okca-3-a3a0uuK-
no[3.1.1]renrran-3-un} penmn)-1H,4H, SH-tupazono[ 3,4-d Jmupumunna-4-oH (1-1692);

1-{4-[3-(naudTopmerni)-4-meTrnnunepasu- 1 -ui|penun } -5- {[4-ruapokcu-1-(1 -MeTHIIMKIONIPONIaH-
kapOonwn)nunepunui-4-wimerun } - 1H,4H,5SH-tmupazono[ 3,4-d Jrupumuana-4-ou (I-1693);

1-{3-[3-(mudropmernn)-4-mMeTunnunepasun- 1 -uin | permn } -5- {[4-ruapokcu- 1 -(1 -MeTHImHKIONpOonaH-
kapOonwn)unepunui-4-wimerun } - 1 H,4H,5SH-tmupazono[ 3,4-d Jrupumuana-4-ou (1-1694);

rel-3-({1-[(3R)-4,4-mu¢rop-3-(3-dprop-1 H-nupazon-1-nix)0yTaHomi|-4-ruIpOKCHITHITCPUAHH-4-1J1 } Me-
tnn)-7-metnin-3H,4H, 7H-iuppoino[2,3-d jmupumuana-4-ou (1-1695);

rel-3-({1-[(3R)-4,4-nu¢rop-3-(3-dprop- 1 H-nupazon- 1 -min)0yTaHow |-4-ruIp OKCHTUITCPH TUH-4-11 } Me-
tin)-7-metwn-3H,4H, 7H-upposo| 2,3-d Jiupumuaua-4-oH (I-1696);

rel-5-({1-[(3R)-4,4-nudrop-3-(3-dprop-1 H-mupazon- 1 -min)0yTaHow |-4-ruipOKCHTUITC U TUH-4- 11 } Me-
tin)-1-metwn-1H,4H, SH-ttupazono[ 3,4-d jmupumunna-4-oH (1-1697);

rel-5-({1-[(3R)-4,4-nu¢rop-3-(3-dprop- 1 H-nupazon- 1 -mi)0yTaHow |-4-ruip OKCHTUITCPH TUH-4- 11 } Me-
tin)-1-metwn-1H,4H, SH-ttupazono[ 3,4-d jmupumunna-4-oH (1-1698);

1-{3-[4-(2,2-mudTopaTrn)nunepa3un- 1 -un|pernn } -5- {[4-runpokcu- 1 -(1 -mMeTunmmkIIonponaHkapoo-
HUn)nunepunnH-4-wi|merun } - 1 H,4H,5H-mmpa3zono| 3,4-d Jrupumuann-4-on (1-1699);

5-{[1-(2-amurOOEH30MN )-4-TUAPOKCUTIUTIEpUANH-4 -1 |[MeTu } - 1 -herwmn- 1 H,4H,5H-mupazono[ 3,4-d|mu-
pumuanH-4-0H (1-17);

N-[(2R)-2-6en3un-3-[4-ruapokcu-4-( { 1 -metnn-4-okco-1H,4H,5H-tupazono[ 3,4-d JmupumMuuH-5-mi } me-
TH)ATIEPUINH- | -11]-3-okconpon|3TeH- 1 -cynbponamuy (1-170);

5-{[4-ruapoxcu-1-(1-MeTHaMKIONpOIaHKapOOHMI ) IMNepUIUH-4-1i [MeTnin } -1 - { 3-[4-(okceTaH-3-mm)nu-
nepasus- 1 -un]ennn} -1H,4H,5H-mupazouno| 3,4-d Jmupumuaua-4-ou (1-1700);

5-{[4-ruapoxcu-1-(1-MeTHaMKIONpOIaHKapOOHMI ) IMNepUIUH-4-1i [ MeTni } -1 - {4-[4-(okceTaH-3-mm)nu-
nepasuH-1-wi|pennn}-1H,4H,5H-tupazouno|3,4-d Jmupumuaun-4-on (I-1701);

1-{3-[(1S,45)-5-aneTun-2,5-nnazadbunukio[2.2. 1 Jrenran-2-mi|dperun } -5- {[4-rugpokcu- 1 -(1 -MeTHIIAKIIO-
nponankapOoHw)munepuuH-4-wwi|metnn } -1 H,4H,5H-nupasono| 3,4-d [mupumununa-4-on (I-1702);

4-{[1-(4-pTopdennn)-4-oxco-1H,4H,5H-mupa3zonol[3,4-djmupumuana-5-nnmetnn } -N-[(4-dropde-
HUT)METHI |-4-ruapokcununepuant- 1 -kapookxcamu (I-1703);
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4-{[1-(4-bToppenmn)-4-okco-1H,4H,SH-nupazonol 3,4-d mupumuans-5-nin|metun } -4-rugpokcu-N-
¢enmmmunepuanH- 1 -kapookcamuy (I-1704);
N-(4-bropdennn)-4-{[1-(4-pTopdhennn)-4-oxco-1H,4H,5SH-mupazomno|3,4-d[mupumuauH-S5-unMeTnn } -4-
ruapokcununepuaut- 1 -kapookcamus (1-1705);
4-{[1-(4-dTopdenmn)-4-okco-1H,4H,5H-mupazomno|3,4-d[mupumunua-5-unMetnn } -4-ruapokcu-N-(3-
METOKCHIIPOTIT)TunepuanH- 1 -kapookcamuy (1-1706);
N-nmknonponwin-4-{[ 1-(4-propdennn)-4-okco-1H,4H,5SH-mupazono[ 3,4-d mupumMuguH-5-w |Me T } -4-
ruapokcununepuaut- 1 -kapdokcamuz (1-1707);
4-{[1-(4-dToppenmn)-4-okxco-1H,4H,SH-nupazono[3,4-d mupumuann-5-mn|metun } -4 -runpokcu-N-(upu-
JH-3-wn)nunepunus- 1 -kapookcamun (1-1708);
5-[(1-uuknonponankapOOHUI-4-ruapoKcHnuepuAnH-4-m)MeTi| - 1-[4-(3-runpokcnazeTuauH- 1 -kap6o-
amn)penwn|-1H,4H,SH-tupazomno[ 3,4-d jmupumunun-4-on (1-1709);
N-[(11,3r)-3-[4-runpokcu-4-( {4-okco-1-pennn-1H,4H,5H-tupazosno| 3,4-d jnupuMuiH-5 -1} METHIT ) TUTTE-
punuH-1-kapOooHmT |IMKI00yTHI |3TeH- 1 -cynbdonamun (I-171);
5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTTIaHKap OOHIN ) TUTIepUANH-4-1J1 |MeThd § - 1 -[4-(3-meTun- 1 H-mmpa-
3011-1-mm)dennn]-1H,4H,5SH-mupazono[ 3,4-dmupumunua-4-on (I-1710);
5-{[4-ruapoxcu-1-(3-meTmrokceran-3-kapOoHm) munepuauH-4-wmi |MeTuin } -1 -[4-(3-metnin- 1 H-mupazon-1-
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumunna-4-on (I-1711);
1-{4-[4-(2,2-mudTopaTrn)nunepasut- 1 -un|pernn } -5- {[4-runpokcu- 1 -(1 -MeTmmmkIIoNIponaHkapoo-
Hun)nunepunuH-4-wimerun } - 1 H,4H,5H-mmpa3zono| 3,4-d jrupumuanna-4-on (1-1712);
5-{[4-runpoxcu-1-(3-meTunokceraH-3-kapOOHUT ) TUIepUANH-4 -1t | MeTui § - 1-[4-(1 H-ntupasoo-1-wmm) de-
uun|-1H,4H,5H-nmupazouno| 3,4-d jmupumunua-4-on (1-1713);
5-{[4-runpoxcu-1-(1-MeTHamKIONponaHKkapOOHWI) InepuIuH-4-1i | MeTnin } -1 -(4-{3-okxca-9-a3acnu-
pol[5.5]yrnexan-9-un} dpenwn)-1H,4H,5SH-mupazoino| 3,4-d Jrupumuaun-4-ou (1-1714);
5-{[4-runpoxcu-1-(1-meTuamkaonponankapOoHmI) munepuuH-4-min|metnn } - 1-(4-{ 1-oxca-8-a3acnu-
po[4.5]nexan-8-un} permn)-1H,4H,5SH-tupazono[3,4-d jJrupumuanna-4-on (1-1715);
5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTTaHKap OOHII ) TUTTePUANH-4-1J1 |[MeTHI § - 1 -(4-{2-0Kca-7-a3acmu-
po[3.5]nonan-7-un} penwmn)-1H,4H,5H-mupazono[ 3,4-djmupumuaua-4-on (I-1716);
5-{[4-ruapoxcu-1-(1-MeTmmukI00yTaHKapOOHMIT ) TUTepUINH-4 -1 |[MeTH } - 1 - {4-[4-(TpudToOpMeTHIT)-
1H-rupazon-1-un]dennn }-1H,4H,5SH-mupazono[3,4-dmupumuaun-4-on (I-1717);
1-(4-{2,2-mudTop-7-azactiupo[ 3.5 |HoHaH-7-mi1} peHmn)-5- {[4-ruapokcu- 1 -(1 -MmeTHIIUKI00yTaHKAp-
oonmn)munepuaua-4-wi|metun } -1 H,4H,5H-nupasono| 3,4-d Jmupumunua-4-on (I-1718);
5-{[4-runpoxcu-1-(1-meTHnukI00yTaHKapOOHWT ) UnepuaAnH-4-1i |Metn | - 1 - {4-[ 1-(okcan-4-mn)-1H-
npason-4-un|pennn ) -1H,4H,5H-nupasono| 3,4-d nupumununa-4-on (I-1719);
3-[4-runpokcu-4-({4-okco-1-penmn-1H,4H,5H-nupazono[ 3,4-d JnupumuauH-5-11 } MeTHI ) TUTIEpUANH- 1 -
kapOoHui|oenzamuy (I-172);
1-[4-(1-umknonpomui-1 H-nupazon-4-mn)pennn]-5- {[4-rugpokcu-1-(1-MeTHIINKIO0y TaHKApOOHMIT ) ITH-
nepunuH-4-wi|merun } - 1H,4H,5H-mmpa3zono|[ 3,4-d Jrupumuana-4-on (1-1720);
1-{4-[1-(mudropmernn)- 1 H-mpazon-4-un|perwn } -5- {[4-ruapokcu- 1 -( 1 -MeTHIIHMKIO0y TAHKapOOHIIT ) ITH -
nepunuH-4-wi|metun } - 1H,4H,5H-mmupa3zono[ 3,4-d Jmupumunana-4-on (1-1721);
5-{[4-ruapoxcu-1-(1-MeTHIMUKIONPOTTaHKAPOOHI ) TUTepUANH-4-1i1 |MeTw § - 1 - {4-[ 1-(okcan-4-nn)-1H-
nupazon-4-wi|hennn ) -1H,4H,5H-mupazono[ 3,4-djmupumuaua-4-oun (1-1722);
1-[4-(1-umknonpomui-1H-nupazon-4-mn)pennn]-5- {[4-ruapokcn-1-(1-MeTHIIHKIONpOTIaHKApOOH M )ITH-
nepuauH-4-un|mernn} -1H,4H,5H-nupazono[ 3,4-dJmupumuaun-4-on (1-1723);
1-(4-dpropdenun)-5-{[4-rugpoxcu-1-(4-{1-merun-okraruapo- 1 H-muppono[3,4-bnupuaun-6-nn } 6enzo-
wn)nunepuaus-4-ui|metun } -1 H,4H,5H-nimpazono[ 3,4-d Jnupumunun-4-on (1-1724);
5-[(1-nuknonponankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-T)Me T ] - 1 -[4-(4-MeTunmupuanH-2-n) peHunn |-
1H,4H,5H-nupa3omno|3,4-dJmupumunun-4-on (1-1725);
5-[(1-mmuKonponankapOOHMIT-4-TH AP OKCUTTUTIEpU AN H-4-T)METHI |- | -[4-(5 -MeTrmmpuanH-2 -un ) peHn | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-1726);
5-[(1-mmuknonponankapOOHMI-4-TUaApoKcununepuanH-4-mwn)metun|-1-[4-(1,2,3,4-teTparuapo-1,5-HadTH-
puauH-1-un)denmn]-1H,4H,5H-mmupa3zoino[3,4-d jmupumuanna-4-on (1-1727);
1-[4-(4,4-mudTopruniepuans- 1 -nn)pernn]-5- {[4-ruapokcu- 1 -( 1 -Me THIIMKIONPOTIaHKAPOOHIIT ) TUTIEPH-
nmuH-4-wi|metmn } -1 H,4H,SH-mmupa3z ool 3,4-d jmupumuann-4-on (1-1728);
5-{[1-(4-propbenzomnn)-4-ruapoxcununepuua-4-mwi|mernn } -1-[4-(1,2,3,4-retparuapo-1,6-nadTupuanH-
1-um)ennn]-1H,4H,5H-nmpazono[ 3,4-djmupumuaun-4-on (1-1729);
N-{4-[4-runpokcu-4-({4-oxco-1-penun-1H,4H,5H-mupazono[3,4-d ] mupumMuanH-5-n } MEeTHIT) TUNIEpU I H-
1-xap6onm|pennn}aten-1-cynsponamun (I1-173);
5-{[1-(4-propbenzomn)-4-ruapoxcununepuua-4-mwi|mernn } -1-[4-(1,2,3,4-rerparuapo-1,5-nadpTupuans-
1-um)ennn]-1H,4H,5H-mpazono[ 3,4-djmupumuaun-4-on (I-1730);
5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTTaHKAP OOHIN ) TUTIepUANH-4-11 |[MeTH § - 1 - {3-[3-(okcaH-4-ni)azeTn-
nuH-1-wi|dennn }-1H,4H,5H-tiupazonol[ 3,4-d jJmupumuana-4-on (1-1732);
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1-[4-(4-xnop-1H-nupazo:-1-um)denwn]-5- {[4-runpokcu-1-(2-merui-1,3-oxcazoin-5-kapOoHun ) munepu-
muH-4-ni|metwn } -1H,4H,5H-timpazono[ 3,4-dJmupumuaun-4-on (I-1733);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuanH-4-wmi |MeTw } - 1 - {4-[4-(tuapokcumeTwin)- | H-nupazon-1-
nn|dennn}-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1734);

5-[(1-{4-[(8aS)-oxTaruaponuppoiio| 1,2-a]murnepa3nH-2-ui|0eH30w § -4-TUAPOKCUTTUTICPUTUH-4 -1 )Me-
tnn]-1-(4-propdenwn)-1H,4H,SH-upazono[ 3,4-d Jrupumuann-4-ou (1-1735);

5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU AN H-4 -1 )MeTHI |- 1 -(4- {tupa3zoio[ 1,5-aJmupuauH-3-
un} pennn)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-ou (I-1736);

5-[(1-nuknonponankapOOHUI-4-rHAPOKCHITHIIEpUANH-4-mT)MeT ] - 1 - {4-[ 5-(Tpud TopmMeTrn) mupuIMH-3 -
wi]denun }-1H,4H,5H-mpazono[ 3,4-d Jmrupumuun-4-on (1-1737);

1-[4-(1,2-6en30kcazon-4-mn)denun]-5-[ (1 -uukaonponankapOOHUI-4 - HAPOKCUITHITCPUANH-4-HIT)METHII |-
1H,4H,5H-nupazomno|3,4-djmupumunun-4-on (1-1738);

5-[(1-uuknonponankapOOHUI-4-rHaApOKCHIHIIepUANH-4-m1)Me T | - 1-(4-{2-ruapokcu-7-azactmpo( 3.5 ]Ho-
HaH-7-un}penun)-1H,4H,5H-nmpazoino[3,4-djmupumunun-4-oH (I-1739);

5-{[1-(4-pTopben3zonn)-4-ruApOKCUTTUTICPUANH-4 -1 |MeTHI } - 1 - {4-[ 2-(THApOKCUMETHIT)- 7 -a3aCTIH-
po[3.5]nonan-7-un]|dennn}-1H,4H,5H-mupazono[ 3,4-djmupumuaua-4-on (1-1740);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4-HT)MeTHI |- | - {4-[ 2-(THAPOKCUMETHIT)-7 -a3aCIn-
po[3.5]nonan-7-un]|dennn}-1H,4H,5H-tupazono[ 3,4-djmupumuaua-4-ou (I-1741);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpU AN H-4 - )Me T |- 1 -(4-{2,2-mudTop-7-a3actupo[ 3.5 ]Ho-
HaH-7-un} pennn)-1H,4H,5H-upazono[ 3,4-d jmupumuaun-4-on (I-1742);

1-{4-[1-(audropmernin)-1 H-nupazon-4-un]pennn } -5-{[ 1-(4-dpTopOeH30m1)-4-TUIPOKCUTTUTIEPUANH-4-
wi|metwn }-1H,4H,5H-mupazono[3,4-d Jnupumunua-4-on (1-1743);

4-{4-[4-(5-{[1-(4-propOen3omnn)-4-runpokcununepuant-4-mimetun } -4-oxco-1H,4H,5SH-nupazomno| 3,4-
d]mupumunnn-1-un)denmn]-1H-mupazon-1-mn}-1,6-tnan-1,1-muon (I-1744);

3-{4-[4-(5-{[1-(4-PTopOenzomnn)-4-ruapokcununepuann-4-un|mernn } -4-okco- 1 H,4H,5H-tmpazono[ 3,4-
d]jmapumuana- 1 -nn)pernn -1 H-mapazon-1-un}-1,6-tudtan-1,1-quon (I-1745);

1-[4-(1-nukmonponmi- 1 H-mupazon-4-wi)pennn]-5-{[ 1-(4-pTopoen3onn )-4-ruApoOKCUTTUTICPUTUH-4 -
i |merun}-1H,4H,5H-ttupazono[ 3,4-d jrupumuauna-4-on (1-1746);

1-{4-[(1S,4S)-5-aneTmn-2,5-nnazaburukio[2.2. 1 Jrentan-2-wun | permn } -5- {[4-ruapokcu- 1 -( 1 -MeTruImmKIIo-
nponankapooHmn)nmunepunuu-4-wi|merun } -1 H,4H,SH-mupazono[ 3,4-d Jmupumuaua-4-ou (I-1747);

1-{3-[(1R,4R)-5-anetnun-2,5-quazadbunukio[2.2. 1 renran-2-wmi|dpenwnn } -5- {[4-runpokcu-1 -(1 -Me THIIIK-
JonporankapOonun)mmnepuuH-4-un|mernn } -1 H,4H,5H-niupazomno| 3,4-d Jmupumunun-4-on (I-1748);

1-{4-[(1R,4R)-5-aneTnn-2,5-nnazabunnkio[2.2.1]renran-2-wi|pennn} -5- {[4-rugpoxcu-1-(1-merun-
IUKJIOTIpoTIaHKapOoHmm ) unepuanH-4-win metun | -1 H,4H,SH-nupasono| 3,4-d [nupumunna-4-on (I-1749);

5-({4-rugpoxcu-1-[(3R)-3-(1H-mpazoin-1-wr)0yranown \nunepuaun-4-ui } metin)- 1 -penmn-1H,4H,5H-
mupa3zono|3,4-d jmupumunun-4-o (1-175);

5-{[4-runpoxcu-1-(1-MeTHIIMKIONpOIaHKapOOHMI ) IMNepUIUH-4-1i [MeTni } - 1 - { 3-[4-(2-mMeToKCH-
st nunepasus- 1 -wi|penmn } - 1H,4H,SH-mmupa3zono|[ 3,4-d jrupumuann-4-on (1-1750);

1-[3-(5-{[4-ruapokcu- 1 -(1-MeTunmuKIONponaHKapOOHIIT) TUNepuAnH-4 -1 |MeTi } -4-okco-1H,4H,5H-
nupazodio| 3,4-d|mupumunua- 1 -wn)bennn | munepuann-4-kapoonutpun (I-1751);

1-[4-(5-{[4-runpokcu- 1 -(1-MeTumuKIONponaHKapOOHIIT) TUNepruAnH-4 -1 |MeTi } -4-okco-1H,4H,5H-
nupazodio| 3,4-d|mupumunui- 1 -wn)bennn | munepuann-4-kapoonutpui (1-1752);

5-({1-[4,4-mudrop-3-(3-prop-1H-nupazon-1-un)0yranoni|-4-ruapokcununepunH-4-mi } MeTn)- 1 -me-
- 1H,4H,5H-ttupaszomno[ 3,4-d Jmupumuann-4-on (1-1753);

1-[4-(3-prop-1H-nupazon-1-mn)denun]-5- {[4-ruapokcu-1-(1-MeTHIIHKIONPOIaHKAPOOHWIT ) TUIEPHIUH-
4-un|merun }-1H,4H,5H-tupazono[ 3,4-d [mupumunua-4-on (I-1754);

1-(4-{6-azacnmpo[2.5]okxran-6-mi} hennn)-5-[(1-unknonponankapOOHMI-4-rHAPOKCUITHIICPUANH-4-HIT)Me-
twn|-1H,4H,5H-iupazono[ 3,4-d Jmupumunua-4-on (I-1755);

5-{[1-(4-pTopbenzonn)-4-ruaporcununepuanH-4-mi |MeTwi } - 1 - {4-[(3-MeTHIoKceTaH-3 -1 )MeTOKCH | e-
wun}-1H,4H,5H-ttmpazonol[ 3,4-d Jrupumuaun-4-ou (I-1756);

2-[2-(mumeTrmaMuHO )aTOKCH [aTIT  4-{[ 1-(4-dTopdenmn)-4-oxco-1H,4H,5SH-mupa3zono[3,4-dmupumunua-
5-un|metnn } -4-runpoxcununepuans- 1 -kapooxcunar (I-1757);

2-(1H-umuna3001- 1 -1im)3timn 4-{[1-(4-pTopdennn)-4-oxco-1H,4H,5SH-mupa3zono|[ 3,4-d jmupumuaua-5-
WI|MeThn } -4-THIPOKCHTTATIEPUIHH- | -kapOokcwiat (I-1759);

5-({4-runpoxcu-1-[(3S)-3-(1 H-nupazon-1-mm)0yraHown |nunepuaun-4-wui } Metun)- 1 -penun-1H,4H,5H-
nupa3zono|3,4-d jmupumunun-4-ou (1-176);

1-MeTunnunepuauH-4-ua 4-{[1-(4-dTopdennn)-4-okxco-1H,4H,5SH-mupazono[3,4-dmupumuans-5-
W1 |MeTH | -4-rugpokcununepuant- 1 -kapookcunar (I-1762);

5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metui] - 1-[4-(3-meTnin-1,2-6eH30Kca3om-5-
win)denun]-1H,4H,5H-mpazouno|3,4-djmupumunun-4-on (I-1763);

5-[(1-mmuknonponankapOOHMI-4-TUAPOKCUTTATIEpUANH-4 - )MeTh |- 1 -[4-(1-meTnn- 1 H-uanazon-6-um)de-
uawn]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1764);

-51-



038204

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metuin] - 1-[4-(3-metnin-1 H-unnazon-7-
wn)denun]-1H,4H,5H-mpazouno| 3,4-djmupumunun-4-oH (I-1765);

1-[4-(1,2-6en30Kkcazomn-5-mwr)hennn]-5-[( 1 -mukmonpomankap OOHUI-4-THAPOKCHITHIISP U THH-4-1JT)METHI | -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-1766);

5-[(1-mmuknonponankapOoHMI-4-TuapoKcununepuanH-4-mwn)metnn|-1-(4-{5SH,6H,7H,8H-[ 1,2,4]tpna3zo-
no[4,3-a]mapuann-3-un} pennn)-1H,4H,SH-mupazono[3,4-d[mupumunna-4-on (I-1767);

5-[(1-mmukonponankapOOHMI-4-THApOKCUTTUTIEpUANH-4-un)MeTh |- 1 -(4-{ | H-muppono[ 3,2-b|mupunua-5-
nn} pennn)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-1768);

5-[(1-nuknonponankapOOHUI-4-rHAPOKCHIHIIEpUANH-4-HIT)MeTH | - 1 - {4-[ 2-(Tpr TOPMETHIT) TUPUMU TN H-
4-nn)denun}-1H,4H,5H-nupazono[ 3,4-d Jmrupumuaun-4-on (1-1769);

(S)-3-((1-(4,4-mudrop-3-(3-prop-1H-nupazon- 1 -mm)0yTanonn)-4-rugpoKCUIHIICpUANH-4- T ) METHIT ) - 7-(4-
¢dropdennn)-6-metnn-3,7-guruapo-4H-muppoio| 2,3-djmupumuaun-4-on (I-1770);

(R)-3-((1-(4,4-mudrop-3-(3-¢pTop-1H-nmupazo:n-1-mm)0yTaHon)-4-ruIpoKCHITUIIEpUANH-4-T)MeTHIT ) -7 -(4-
dbropdennn)-6-metun-3,7-muruapo-4H-muppono[2,3-d jmupumunua-4-on (I-1771);

7-(4-dbropdennn)-3-((4-runpoxcu-1-((1r,4r)-4-((1-metmn- 1 H-mupazon-3-mir)okcu ) uKIIoreKcan- 1 -kapoo-
HWT)TATIEPUIAH-4-UT)METHIT )-6-MeTHII-3, 7-nuruapo-4H-mmuppono[ 2,3-d jmupumu agua-4-ou (I-1772);

7-(4-bropdennn)-3-((4-runporcu-1-((1s,4s)-4-((1-meTwi- 1 H-nmupazon-3-mir)okcH ) IUKIOTeKcaH- 1 -kap6o-
HWT)TATIEPUIAH-4-UT)METHIT)-6-MeTHII-3, 7-muruapo-4H-mmuppono[ 2,3-d jmupumu aua-4-ou (I-1773);

(S)-3-((1-(4,4-mudrop-3-(3-dbrop-1 H-mupazon- 1 -nia)0yraHom)-4-THIpOKCUITHITICPUAHH-4-1T )MeThN )-7-(4-
MopdomurOohenmn)-3,7-murunpo-4H-muppono[2,3-d jmupumuanna-4-ou (1-1774);

(S)-3-((1-(4,4-mudrop-3-(3-prop-1H-nupazomn- 1 -mm)0yTanonn)-4-rugpoKcuIunepuanH-4-mi)Me i) - 7-(3-
MopdosmHOoenmn)-3,7-muruapo-4H-muppoino[2,3-djmrupumuaun-4-ou (I-1775);

(R)-3-((1-(4,4-mudrop-3-(3-¢pTop-1H-nmupazon-1-mm)0yraHon)-4-rupOKCHITUIIE PUANH-4-MT)MeTHIT ) -7 -(4-
MopdosmHOpenun)-3, 7-muruapo-4H-mppoo[2,3-dmupumuana-4-on (I-1776);

(R)-3-((1-(4,4-mudrop-3-(3-¢pTop-1H-nmupazon-1-mm)0yranon)-4-rupoKCHITUIIEpUANH-4- ) Me T )-7-(3-
MopdomurOohenmn)-3,7-murunpo-4H-muppono[2,3-d jmupumuanna-4-ou (1-1777);

1-(4-((3,3-mudTop- 1 -MeTHIIHKIOO Y THIT)METOKCH ) e )-5-((4-ruapokcu- 1 -(1 -meTunuukmonponan- 1 -
KapOOHWI ) TUTIepUIUH-4-uin)MeThn)- 1,5-murunpo-4H-mmpa3zono[ 3,4-d Jrupumuann-4-on (1-1778);

(S)-N-(2-6en3min-3-(4-runpoxcu-4-((4-oxco- 1 -bpenmn-1,4-muruapo-SH-nupazono[ 3,4-d jnupumu aus-5-
WJT)METHI ) TMTIEPUINH- | -11)-3-0Kkconporni)3TeHcynbdonamus (I-1779);

1-(4-(1-(mudTopmeTnn)- 1 H-tupazon-4-un)permn)-5-((4-ruapokcu- 1 -(1 -meTmnmukionponan- 1 -kap6o-
HU) e pUAUH-4-mwi)MeTn)- 1, 5-aurunpo-4H-nupazono[ 3,4-d jmupumunun-4-on (I-1800);

1-(4-(3,3-mudToprmknodyrokcu)pernn)-5-((4-ruapokcu- 1 -(1 -MeTriuKIONponaH- 1 -kap OOHMI ) TUITEpH-
quH-4-wn)metwn)-1,5-quruapo-4H-nmpazono[ 3,4-d Jmupumunun-4-on (I-1801);

5-({4-rugpoxcu-1-[(3R)-3-(1H-nuppo:-1-un)oyranonn | nunepuans-4-mn y Mmetwn)- 1 -penmn-1H,4H, SH-mu-
pazouo[3,4-dmupumunun-4-ou (1-177);

5-({4-rugpoxcu-1-[(3S)-3-(1H-muppo:n-1-wn)oyranonn | nunepuana-4-mi f metnn)- 1 -pennn-1H,4H,5SH-nm-
pazouno|[3,4-dJmupumuann-4-on (I-178);

4-[4-runpoxcu-4-({4-oxco-1-penwmn-1H,4H,5H-mupazono[ 3,4-d |mupumMu tuH-5-1I1} METHI ) TUTIEpUAVH- | -
kapOonwmi|6enzamun (1-179);

5-[(1-6en3oun-4-ruapokcunumnepunut-4-uin)Metun|- 1 -(2-ruapoxcudenmn)-1H,4H,SH-mmpazono[ 3,4-d Jnu-
pumuanH-4-0H (I-18);

5-({4-rugpoxcu-1-[4-(MeTokcuMeTHIT)OeH30MI | IMTIepUANH-4-1 } MeThi)- 1 -penn-1H,4H,5SH-nimpaszo-
110[ 3,4-dmupumuua-4-oH (I-180);

N-{3-[4-runpokcu-4-({4-okco-1-pennn-1H,4H,5H-mupazono|3,4-d |mUpUMUIIH-S - 1T } METHIT ) ITHITC P YT H-
1-xap6onmi|pennn}aneramuy (I-181);

4-[4-runpoxcu-4-( {4-oxco-1-¢pennn-1H,4H,5H-nupazono[ 3,4-d jnupumMuiuH-5-1i1 } METHI ) THIEPUIH- | -
kapOoHui|-N-MeTnnoen3on-1-cyiapdonamun (I-182);

4-[4-runpoxcu-4-({4-oxco-1-penwmi-1H,4H,5H-mupazono[3,4-d |mupumMu tuH-5-1I1} METHI ) TUTIEpUANH- | -
kapOonui|-N-metunoenzamus (1-184);

5-[(1-mmuknorexcaHkapOOHMIT-4-TUAPOKCUTTUTIEpU U H-4-1uT)MeT |- 1 -dhennn- 1 H,4H, SH-upaszomno| 3,4-
d]jmapumuaua-4-on (1-189);

5-[(1-6en3oun-4-ruapokcunumnepunut-4-uin)Metun|- 1 -(3-ruapoxcudenun)-1H,4H,SH-mupazono[ 3,4-d Jnu-
pumuanH-4-0H (I-19);

5-{[1-(4-propbenzonn)-4-runpoxcununepuua-4-mwi|metnn | - 1 -pennn-1H,4H,5SH-nmpazono[ 3,4-d Jimupn-
muauH-4-0H (I-190);

5-{[4-runpoxcu-1-(mupuaun-4-kapOoHmn) munepuua-4-ui | metnn | -1 -penmn-1H,4H, SH-mmpa3zonol 3,4-
d]mupumunnn-4-on (I-191);

5-{[4-runpoxcu-1-(4,4,4-rpudropOyranomnn)munepuant-4-mi|merun } - 1-penwn-1H,4H,5SH-nmupasono[ 3,4-
d]mupumunnn-4-on (1-192);

5-{[1-(3-3ToKcunponanonn )-4-ruapoKkcununepuauH-4-wi|metun } - 1 -permt- 1 H,4H,5H-mupazomno[ 3,4-
d]jmapumuaua-4-on (1-193);
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5-[(1-uuknoOyrankapOoHMI-4-ruApOKCUNTUIIepUAUH-4-mn)MeTwi |- 1 -¢pernn-1H,4H,5SH-mpazoino[ 3,4-
d]mupumunna-4-oH (I-194);

5-[(1-mmuknoneHTaHKapOOHMIT-4-THApOKCUTHTIIepuAH-4 -1 )MeTwn |- 1 -penw- 1 H,4H,5SH-nmupazono[ 3,4-
d]jmapumuaua-4-on (I-195);

5-{[1-(2,2-mumeTunmnponanoni)-4-ruipokcununepuanH-4-wmi |metwn § - 1 -dernn- 1 H,4H,SH-ttmpazomno|[ 3,4-
d]jmapumuaua-4-on (1-196);

5-{[1-(3,5-mumeTnnoden3onn)-4-ruapoxcununepuanH-4-wmi |metuin } - 1 -perwmn- 1 H,4H,5SH-mupazono[ 3,4-
djmapumuaua-4-on (1-197);

5-{[4-runpoxcu-1-(3-merunden3omn)nunepuua-4-mwi|metni } -1 -pennn-1H,4H,SH-npazono| 3,4-d Jnupu-
muauH-4-0H (I-198);

5-{[4-runpoxcu-1-(4-merundenzomn)nunepuua-4-mwi|metun } -1 -pennn-1H,4H,SH-impazono| 3,4-d Jnupu-
muauH-4-0H (I-199);

5-{[1-(2-prop-4-henunbdenzonn)-4-ruapokcununepuauna-4-unmernn } -1 -mermn-1H,4H,5SH-upazonol[ 3,4-
d]mupumunnna-4-on (1-2);

5-({1-[3-(amuHOMETHN )OeH30MI |-4-THApOKCUTTHTIEpUANH-4 -1 } MeThn)- | -pernn- 1 H,4H,SH-ttmpazomno|[ 3,4-
d]jmapumuana-4-on (1-20);

5-{[1-(3,4-mumeTnnden3onn)-4-ruapoxcununepuanH-4 - |metun } - 1 -perwmn- 1 H,4H,5SH-mupazono[ 3,4-
d]jmapumuaua-4-on (1-200);

5-{[1-(3-dpTop-4-meTokcHOEH30MI)-4-THIPOKCUTTHITEPUANH-4-11 |MeTnn } - 1 -hennn-1H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-on (I-201);

5-{[1-(2,3-murunpo-1-6eH30dypaH-5-kapOOHHT)-4-TUIPOKCUITUIIEPUANH-4- 1T |MeTu } - 1 -penu-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-ou (1-202);

5-{[1-(3,5-mumeTokcnben3omn)-4-ruapokcununepuuH-4-mi | metnn } -1 -pennn-1H,4H,SH-mpazono[ 3,4-
d]mupumunna-4-oH (1-203);

5-{[1-(3-propbenzonn)-4-runpoxcununepuua-4-mwi|metnn | - 1 -pennn-1H,4H,5SH-nmpazono[ 3,4-d jimupu-
muanH-4-oH (1-204);

5-{[1-(2-pTopbdenzonn)-4-ruapoxcununepuaua-4-wmi |metwn } - 1 -permn- 1 H,4H,5SH-tupazono[ 3,4-d Jmupu-
muauH-4-oH (1-205);

5-{[1-(2-dpTop-3-MeTundeH30mN )-4-TUApOKCUTTUTIEpUINH-4-1T [MeTnn } - 1 -denwn-1H,4H,SH-tupazomno[ 3,4
d]jmapumuaua-4-on (1-206);

5-{[1-(3,4-mudpropdenzonn)-4-ruapokcununepuaua-4-wmi |meTwn } - 1 -pernn- 1 H,4H,SH-tmpazono[ 3,4-
d]mupumunna-4-oH (1-207);

5-{[1-(2,5-mudropbenzonn)-4-runpoxcunumnepuaut-4-un|merun | -1 -pennn-1H,4H,5SH-mpazoino| 3,4-
d]mupumunna-4-oH (I-208);

5-{[1-(2,4-mudropben3onn)-4-runpoxcununepuaut-4-un|merun } -1 -pennn-1H,4H,5SH-mpazoino| 3,4-
d]mupumunna-4-oH (1-209);

5-{[1-(3-xnop-4-dpropOenzomn)-4-ruapokcununepugun-4-mwi |metuin § -1 -penun-1H,4H,5H-upazonol 3,4-
djmapumuaua-4-on (1-210);

5-{[1-(3-xn0p-4-MeTHIOCH30MI )-4-TUAPOKCUTIUTIEpU TN H-4- 1T |[MeThi } - 1 -penwn- 1 H,4H,SH-nmupazomno[ 3,4-
djmapumuaua-4-on (I-211);

5-{[1-(4-xn0op-3-MeTHIOCH30MI )-4-TUAPOKCUTIUTIEpU TN H-4- 1T |[MeThi } - 1 -penwt- 1 H,4H,SH-nmupazomno[ 3,4-
djmapumuaua-4-on (1-212);

5-{[1-(3,4-muxnopben3onn)-4-rugpokcununepuant-4-mn merun | - 1 -pennn-1H,4H,5SH-mpazono[ 3,4-
d]mupumunnn-4-on (1-213);

5-{[1-(3-xn0p-4-MeTOKCHOEH301IT )-4-TUAPOKCUTTUIIEpUANH-4-11 |[Me Tt § - 1 -penmn-1H,4H, SH-mupazo-
10[3,4-d[mupumunun-4-oH (1-214);

5-{[4-runpoxcu-1-(2-merunden3omwn)nunepuua-4-mi|metun } -1 -pennn-1H,4H,SH-nmpazosno| 3,4-d nu-
pumunuH-4-0H (I-215);

5-{[1-(2,5-mumeTnnoden3onn)-4-ruapoxcununepuanH-4-wmi |metuin } - 1 -perwmn- 1 H,4H,5SH-mupazono[ 3,4-
djmapumuaua-4-on (1-216);

5-{[1-(2,4-numeTnnoden3onn)-4-ruapoKcununepuanH-4-wmi |metun } - 1 -perwmn- 1 H,4H,5SH-nmupazono[ 3,4-
djmapumuaua-4-on (1-217);

5-{[1-(5-xn0p-2-MeTOKCUOEH30MI)-4-THAPOKCUTTHTIEPUANH-4-1i [MeTh } - 1 -dpennn-1H,4H,SH-mupaso-
10[3,4-d|mupumuua-4-oH (I-218);

5-{[1-(4-xn0p-2-MeTOKCHUOEH301II )-4-TUAPOKCUTTUIIEpUANH-4-11 |[Me Tt § - 1 -penmn-1H,4H, SH-mupazo-
10[ 3,4-dmupumuua-4-oH (1-219);

3-{5-[(1-6en30Mn-4-runpokcununepuIuH-4-mi)meTui | -4-okco- 1 H,4H,5SH-tupazono[ 3,4-d jmupumuun-1 -
w1} 6enzoiinas kuciora (I-22);

5-{[1-(2,3-numeTokcnbeH3omn)-4-ruapokcununepuuH-4-mi | metnn } -1 -pennn-1H,4H,SH-mpazono[ 3,4-
d]mupumunnn-4-on (1-220);

5-{[1-(2,5-mumeToKkcnOeH30MN )-4-TUApOKCUTTUTIEpU TN H-4- 1T |[MeTwi } - 1 -perwt- 1 H,4H,5H-mupazono[ 3,4-
djmapumuaua-4-on (1-221);
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5-{[1-(2,4-numeTokcnben3omn)-4-ruapokcununepuuH-4-mi | metnn } -1 -pennn-1H,4H,SH-mpazono[ 3,4-
d]mupumunnn-4-on (1-222);

5-{[1-(2,5-muxnopb6en3onn)-4-rugpoxcununepuauH-4-wmi |meTn } - 1 -penmn-1H,4H,5SH-mupazono[ 3,4-
djmapumuaua-4-on (1-223);

5-{[1-(2,4-muxnopben3onn)-4-ruipokcununepuauH-4-wmi |meTn } - 1 -penwn-1H,4H,SH-mupazono[ 3,4-
djmapumuaun-4-on (1-224);

5-{[4-ruapoxcu- 1 -(mupuauH-3-kapOoHWI )\ Tunepu IuH-4 -1 |MeTii § - 1 -pernn-1H,4H,5SH-mupazono[ 3,4-
djmapumuaua-4-on (1-225);

5-{[1-(4-xn0p-3-MeTOKCHOEH301I )-4-TUAPOKCUTTUTIEpUANH-4-11 |[Me Tt § - 1 -penun-1H,4H,SH-mupazo-
110[3,4-d[mupumunua-4-oH (1-226);

5-{[4-runpoxcu-1-(5-merunnupasus-2-kapOoHuwn) unepuIuH-4-ui|mernin | - 1 -penwn-1H,4H, SH-mpazo-
110[ 3,4-dmupumuua-4-oH (1-227);

5-{[4-runpokcu-1-(mpuauH-2-kapOoHmn) munepuuH-4-ui | metnn | -1 -penmn-1H,4H, SH-mpa3zonol 3,4-
d]mupumunna-4-oH (1-228);

5-{[1-(1,5-mumeTrnn-1 H-nmpazon-3-kapOoHw )-4-THAPOKCHTTATIEpUANH-4-1n [MeTnn } - 1 - enmn-1H,4H,5H-
nupazodnio| 3,4-d|mupumunua-4-on (1-229);

5-({1-[4-(mkIonponIIaMUHO ) O€H30 W | -4 -TUAPOKCUTTUTIEpUINH-4-11 } MeTr )- | - erw- 1 H,4H,SH-nmupa-
30110 3,4-d|mupumunua-4-oH (I-23);

5-{[1-(mumeTmi-1,3-THa3071-5-kapOoHMI)-4-THAPOKCUTTUTIEPU AN H-4-1T [MeT } - | -dpenwn-1H,4H,SH-mupa-
30110[ 3,4-d]mupumunua-4-o1 (I-230);

5-{[4-runpoxcu-1-(1,2,3-Tnagnazon-4-kapooHun)nunepuanH-4-wi|merui } - 1 -pennn-1H,4H,SH-nupaszo-
10[3,4-d[mupumunua-4-oH (1-231);

5-{[1-(2-amunHO-4-x110pOEH30MI )-4-TUAPOKCUNTUTIEpUANH-4 11 |[MeTi § -1 -penmn-1H,4H,SH-mupazonol[ 3,4-
d]mupumunnn-4-on (1-232);

5-{[1-(2-amuHO-5-x110pOEH30MI )-4-THAPOKCUTTUTIEpUANH-4 11 |[MeThi § - 1 -penmn-1H,4H,5SH-mupaszonol[ 3,4-
djmapumuaua-4-on (1-233);

5-{[1-(2-amMuHO-3-METHIOCH30MI)-4-THIPOKCUITHTIEPUANH-4-1i | MeTnn } - 1 -hennn-1H,4H, SH-upaso-
110[3,4-d|mupumuua-4-oH (1-234);

5-{[4-ruapoxcu-1-(5-meTmi-1,2-okcazon-3-kapOoHmwn) nunepuauH-4-mi |metun } -1 -perwmn- 1 H,4H,SH-tu-
pazouno[3,4-dJmupumuann-4-ou (1-235);

5-{[4-ruapoxcu-1-(5-metmi- 1 H-mupa3zon-3-kapOoonmn)munepuant-4-wimetun } - 1 -penwn-1H,4H,SH-riu-
pazoio[3,4-djmupumunun-4-on (1-236);

5-{[4-runpoxcu-1-(4-merun-1,3-trazon-5-kapoonmn)nunepunun-4-uin|mernn } - 1 -pennn-1H,4H, SH-mmpa-
30310[3,4-d Jmupumunun-4-on (1-237);

5-{[4-runpoxcu-1-(6-MeTHIMUpHUINH-3-KapOOHWI) TUNepuIuH-4-11 |MeTni } -1 -dpennn-1H,4H, SH-tmpaszo-
10[ 3,4-dmupumuna-4-oH (1-238);

5-({4-runpoxcu-1-[2-(TpudpTOpPMETII) THPUMHUIUH- 5 -KapOOHWIT |TUITepUANH-4-1I1 } MeTHIT)- | -heHMII-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-239);

5-{[1-(5-proprupuamrn-2-KapO0HI )-4-THAPOKCUTTATIEpUANH-4 -1 [MeTun } - 1 -penwmn- 1 H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-on (1-240);

5-{[1-(5-3THnn-1,3-okcazon-4-kapOoHuN )-4-ruApoKcuUNepuIuH-4-1mi |meTi } - 1 -permn- 1 H,4H,5H-nmpa-
30110 3,4-dJmupumunua-4-oH (I-241);

5-{[1-(3-prop-4-meTnnbeH3om)-4-ruipoKcUnunepuanH-4-ui|metun § -1 -penmn-1H,4H, SH-nupazonol[ 3,4-
d]mupumunnn-4-on (1-242);

5-{[1-(3-dprop-2-MeTnnOe 3011 )-4-ruApOKCUTUIIEPUANH-4 -1 |[MeThi § - 1 -penwmn-1H,4H, SH-nupa3zonol[ 3,4-
d]mupumunna-4-oH (1-243);

5-{[1-(5-¢prop-2-meTnnoOeH30MI)-4-ruApOKCUNTUIepUANH-4 -1 |MeTri § -1 -penmn-1H,4H, SH-upa3zonol[ 3,4-
d]mupumunnn-4-on (1-244);

5-{[1-(mumeTmi-1,2-0KCca307-4-KapOOHM )-4-TUIPOKCUTTATICpUANH-4-1in [MeTnn } - 1 -benwnn-1H,4H,SH-nu-
pazono|[3,4-dJmupumuann-4-on (1-245);

5-{[1-(2,3-mupropdenzonn)-4-ruapokcununepuaua-4-wmwi |meTw } - 1 -pernn- 1 H,4H,SH-ttmpazono[ 3,4-
djmapumuaun-4-oH (1-246);

5-{[4-ruapoxcu-1-(1H-unmomn-4-xapoouwn)nunepuauH-4-wi |metwn } - 1 -pernn- 1 H,4H,SH-ttupazono[ 3,4-
djmapumuaun-4-on (1-247);

5-{[1-(4,4-muMeTHIIIEHTaHOWT)-4 -TH IPOKCHTIHIIEpUANH-4-1i1 |MeTwn § - 1 -pennn-1H,4H,5H-nupazomno[ 3,4-
d]mupumunnn-4-on (1-248);

5-{[4-runpoxcu-1-(okcan-4-kapOooHun)munepuanH-4-mi|merun } -1 -penwn-1H,4H,5SH-nupasono| 3,4-d|mu-
pumunuH-4-0H (1-249);

1-(4-tper-OyTundenun)-5-[(1-uuknonponankapooHmI-4-runpokcununepuant-4-mm)merun]-1H,4H,5H-
mupaszono|3,4-dmupumunun-4-oH (1-25);

5-{[4-ruapoxcu-1-(1-metmi- 1 H-mappos-2-kapOoouun ) munepuana-4-un | metnn } - 1 -pennn- 1 H,4H, SH-m-
pazouno|[3,4-dJmupumuann-4-ou (1-250);
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5-{[1-(3,3-mudroprmkinobyTaHKapOOHNIT)-4 -rHIpOKCHITHIIE puAnH-4-mit |meTun | - 1 -pennn-1H,4H,5SH-niu-
pazoino[3,4-dmupumuaua-4-oH (1-251);

5-{[4-ruapoxcu-1-(2-hennn-1,3-okcazon-5-kapOooHun ) munepuant-4-wimerun } - 1 -penwn-1H,4H,SH-riu-
pazouno[3,4-dJmupumuann-4-on (1-252);

N-[(1r,3r)-3-[4-ruapokcu-4-( {4-okco-1-penmn-1H,4H,SH-mupazomno| 3,4-d [mupuMuaH-5 - 11 } METHIT ) TTH-
nepuarH- 1 -kapoouw [nnkmoOyTH [npon-2-uHamu (1-259);

5-[(1-mmukonponankapOOHUI-4-TUAPOKCUTTATIEpUANH-4-un)MeThin |- 1-(2,4,6-tpumernndenmnn)- 1 H,4H,5SH-
nupazodio| 3,4-dmupumunua-4-on (1-26);

5-[(1-uuknonponankapOOHUI-4-ruapoKcHnHnepuaAnH-4-mn)metin] - 1-(2,4-muxnopdenwn)-1H,4H,5SH-nn-
pazoio[3,4-djmupumunun-4-on (1-264);

5-[(1-6en3omn-4-runpoxcununepuant-4-mm)meruin]- 1 -(4-dpropdennn)-1H,4H, SH-mpazono[ 3,4-d Jnupu-
mMunuH-4-0H (1-266);

1-(4-dropdenmn)-5-{[4-runpoxcu-1-(4-merokcndensowmn)nunepuua-4-wi|mernn } -1 H,4H,5SH-nimpaszo-
10[ 3,4-d[mupumuua-4-oH (1-267);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuarna-4-wmi | metwn } - 1 -(4-dropdpenmn)-1H,4H, SH-mmmpa3zoino[ 3,4-
djmapumuaua-4-on (1-268);

5-[(1-mmuknonponankapOOHUI-4-THAPOKCUTTUTIEPUINH-4 -1 )Me T |- 1 -[4-(TiponaH-2-wut) heHm |-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-ou (I-27);

5-{[4-ruapoxcu-1-(1-MeTHIIUKIONPOTTaHKap OOHIN ) THTIepUANH-4-1i1 |MeThn § - 1 -dennn- 1 H,4H,SH-mmpa-
30510 3,4-dmupumunua-4-o1 (I-271);

4-[4-runpoxcu-4-( {4-oxco-1-¢pennn-1H,4H,5H-nupazoino[ 3,4-d jnupumMuiuH-5-1i1 } METHI ) TUIEPUIH- | -
kapOoHwmi|0eH3oiHast kucioTa (1-272);

5-({4-runpoxcu-1-[4-(TpudTopmeTorcn)OeH30MI JTNepuaAnH-4-11 } MeTH)- 1 -penmn-1H,4H, SH-mupazo-
10[ 3,4-d[mupumunun-4-oH (1-273);

5-({1-[4-(nucpropmeTOoKCH)OeH30MIT |-4-THApOKCHITHIIEpUANH-4-11 } MeTnn)- 1 -pennn-1H,4H,SH-nupaszo-
10[3,4-d|mupumuua-4-on (1-274);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpU AN H-4 -1 )Me T |- 1 -(4-bennndenwn)-1H,4H,SH-tupa-
30110 3,4-dJmupumunua-4-oH (I-276);

5-({4-ruapoxcu-1-[ 1-(TpudTOpMETHIT ) ITUKIIOTPOTTAHKAP OOHII |TUTIepUANH-4-1J1 } MeTH)- | -peHnI-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-ou (1-277);

4-{[1-(4-dTopdenmn)-4-okco-1H,4H,5H-mupazomno| 3,4-d [mupumunua-5-unMetun } -4-ruapokcu-N,N-1u-
MeTwnunepuanH-1-kapookcamun (1-279);

5-[(1-nuknonponankapOOHUI-4-ruapoKcHnunepuAnH-4-mn)MeTi] - 1-[4-(tpudTopmernin) penn|-
1H,4H,5H-nupazomno[3,4-dJmupumunnn-4-on (1-28);

5-{[1-(4-xnopben3onn)-4-ruapoxcununepuant-4-unmetun } - 1 -pennn-1H,4H,5SH-upazono| 3,4-d Jnupu-
muauH-4-0H (1-280);

5-[(1-6en3omn-4-runpoxcununepuant-4-mm)merun]- 1 -[3-(runpoxcumernn)pennn|- 1 H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-oH (I-281);

5-{[1-(4-xn0pXnUHOJNH-7 -KapOOHW )-4-rUApOoKCUNUIepuaAnH-4 -1 |metun § - 1 -dennn- 1H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-oH (1-282);

5-{[1-(4-umxsronponokcudeH3omN )-4-ruipoKkcununepuanH-4-wmi |metuin } - 1 -(4-propdenwn)-1H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-283);

4-{[1-(4-dTopdenmn)-4-okco-1H,4H,SH-nmupazono[3,4-dmupumuans-5-nn|metun } -4-rugpokcu-N-MeThI-
nunepuanH-1-kapookcamuz (1-284);

5-{[1-(2-xnopnupuauH-4-KapOoHmI)-4-rugpokcununepuuH-4 -1 Metni } - 1 -pennn-1H,4H,SH-nmpazo-
10[ 3,4-dmupumunua-4-oH (1-287);

5-{[1-(2,5-muxnopnupuauH-4-kapOoHWI)-4-ruApoKcununepuIuH-4-mi|metnn } -1 -pennn-1H,4H, SH-mpa-
30710[ 3,4-d Jmupumunun-4-on (I-288);

5-[(1-{6umuxmno[ 1.1.1]nenran- 1 -kapOonun } -4-ruapoxcununepuaua-4-wi)metwi |- 1 -perwmn- 1 H,4H,5H-mu-
pazonol[3,4-dJmupumuann-4-ou (1-289);

1-mmxtorekcwi-5-[(1-muknonponankapooHuiI-4-ruapokcununepuaui-4-wn)metun |- 1 H,4H,5SH-tiupazo-
110[3,4-d|mupumuua-4-oH (1-29);

5-({4-ruapoxcu-1-[3-(tpudropmerrin)ourukio[ 1.1.1 nenran- 1 -kapOoHun | munepuanH-4-1i } MeTu)- 1 -¢pe-
awi-1H,4H,5H-nupasono| 3,4-dJmupumuann-4-on (1-290);

5-({4-rugpoxcu-1-[4-(1,1,1-rpudrop-2-ruapoxcunponat-2-mi)0eH30MI | TUIepUIUH-4 -1 } MeTHII)- 1 -de-
- 1H,4H,SH-nimpasono| 3,4-d [mupumunna-4-on (1-291);

2-nimaHo-N-[(1r,3r)-3-[4-Tunpokcu-4-({4-oxco-1-pennn-1H,4H,5SH-upazosno| 3,4-d nupumunus-5-un } me-
THT)ITUIEPUIUH- | -kapOoHmN | uukno0yTmi Janetamuy (1-292);

5-({1-[4-(1,1-audTopaTri)oen3omn|-4-rugpokcununepuant-4-mi y metnn)- 1 -pennn-1H,4H,5SH-impaszo-
10[ 3,4-d[mupumunua-4-oH (1-294);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)Me T |- 1 -(4-henokcudenwnn)- 1 H,4H,SH-mu-
pazono|[3,4-dJmupumuann-4-ou (1-296);
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5-({4-runpoxcu-1-[4-(4-metnndenokcu)oenzonn | nunepuana-4-mi y metmn)- 1 -metmn-1H,4H,SH-tmpaszo-
10[ 3,4-d[mupumunna-4-oH (1-3);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEpUIANH-4-n)Me T |- | -(mupuauH-3-wn)-1H,4H,5H-impazo-
110[3,4-d|mupumuua-4-oH (I-30);

5-((1-(2-6en3mnazeTuaut- 1 -kapOOHWI)-4-THIPOKCUITHIICPUAUH-4-1T)MeThN)- 1 -(4-propdenmn)- 1 H-upa-
30110 3,4-d|mupumunun-4(SH)-oH, sranTnomep A (I-301a);

5-((1-(2-6en3mnazeTuaun- 1 -kapOOHWI)-4-THIPOKCUITHIICPUAUH-4-1T)MeThN)- 1 -(4-propdermn)- 1 H-upa-
30510 3,4-d|mupumunun-4(SH)-oH, sranTrnomep B (I-301b);

5-{[1-(4-xnopben3omnn)-4-ruapoxcununepuant-4-mi | metun ;- 1 -(4-proppennn)-1H,4H,5SH-nupazono|[ 3,4-
d]mupumunnn-4-on (1-302);

5-{[1-(3-xnop6en3omnn)-4-ruapoxcununepuant-4-ui | metun } - 1 -(4-proppennn)-1H,4H,5SH-nupazomno[ 3,4-
d]mupumunna-4-oH (1-303);

5-{[1-(4-unknonponundeH3onn)-4-ruagpoxcununepuant-4-uin |metun | - 1 -(4-propdpennn)-1H,4H,5SH-upa-
30710[ 3,4-dJmupumunun-4-on (1-304);

5-{[1-(3-xnop-1-metun-1H-mupazon-4-kapOoHWT)-4-THIAPOKCUITHTICPU AMH-4-HJ |[MEeTHI | - | -heHmII-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-305);

5-({1-[4-(mudTopMeTOKCH )0 H30 M |-4-THAPOKCHITATIEPUIUH-4-11 } MeTHI)- 1 -(4-pTopdhennn)-1H,4H,5SH-
nupazodno|3,4-d|mupumunua-4-oH (I-306);

1-(4-propdenmn)-5-{[4-runpokcu-1-(4-metundenzonn)munepuana-4-vuimernn } -1 H,4H,SH-tupazo-
10[3,4-d|mupumuua-4-o1 (I-307);

5-{[1-(3-prop-4-meTorcuOEH30MIT )-4-TUAPOKCUTTUTIIEpUAUH-4 -1 |[Me T § - 1 -(4-dTopdhennn)-1H,4H,5H-
nupa3zono|3,4-d jmupumunna-4-on (1-308);

5-{[1-(3,4-mudropbenzonn)-4-rugpoxcununepuant-4-uin Metui } - 1 -(4-propdpenwmn)-1H,4H,SH-nupaszo-
10[3,4-d[mupumunua-4-oH (1-309);

5-[(1-uuknonponankapOOHUI-4-THIPOKCUITHITEPUANH-4-HIT)MeTHII | - 1 -(4-MeTaHCy T (OHMIIPEHIT )-
1H,4H,5H-tmupazono[3,4-dJmupumuaun-4-on (I-31);

5-{[1-(2,4-mupropdenzonn)-4-ruapokcununepuaua-4-wmi |meTwn } - 1 -(4-propdenwn)-1H,4H,SH-upazo-
10[3,4-d|mupumuua-4-on (I-310);

5-{[1-(3-x10p-4-MeTOKCUOEH30MIT)-4-THIPOKCHITHIICPUANH-4-11 [MeThn } - 1 -(4-bropdennn)-1H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-311);

1-(4-propdenmn)-5-{[4-runpokcu-1-(4-meTni-1,3-0kcazor-5-kapOOHUN ) TUTICPUTHH-4-HJT |[METH | -
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-312);

5-{[1-(aumeTni-1,3-okcazon-5-kapOonmn)-4-ruagpoxcunumnepuant-4-uin |Metun | - 1 -(4-propdennn)-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-313);

5-{[1-(2-unknonponui-1,3-okcazon-5-kapOoHui)-4-ruapoKkcununepuInH-4-uimetnn } -1 -(4-propdenmn)-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumunua-4-oH (1-314);

5-({1-[2-(qumeTmnamuHo)-1,3-0kca30i-5-kapOOHUI |-4-TUAPOKCUTTUTICPUINH-4 -1 } Me T ) - | -(4-propde-
uun)-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (I-315);

5-[(1-6en3oun-4-ruapokcunurnepuaut-4-uin)metun]- 1 -(4-penokcndennn)-1H,4H,SH-upa3zono[3,4-
djmapumuaua-4-on (1-316);

5-{[1-(2,4-muxnopben3onn)-4-ruapoxcununepuauna-4-wmi |metui } - 1 -(4-propdenmn)-1H,4H, SH-upaso-
10[3,4-d]mupumuua-4-ou (I-317);

5-[(1-uuknonponankapOOHUI-4-rHapoKcHnunepuAnH-4-mn)MeTri] - 1 -(mupununa-4-wn)- 1 H,4H,5H-nmpa-
30710[ 3,4-d Jmupumuaua-4-ox (1-32);

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)mern] - 1-(3,4-muxnopdenwn)-1H,4H,5SH-nu-
pazoiol[3,4-djmupumunun-4-on (1-33);

5-[(1-nuknonpomnankapOoHMI-4-rHIpOoKcHTTHIIEpUAnH-4-mn)meti] - 1-[4-(3-propdennn)pennn]-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-330);

4-(4-{5-[(1-mxTonponaHKapOOHMIT-4-TUAPOKCUTTUTIEpU AN H-4 -1 )MeTHIT | -4-0kco- 1 H,4H,5SH-nmupaszo-
110[3,4-d]mupumuua- 1 -wt} permn)-N,N-qumerrnoenzamus (1-332);

5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEPUANH-4-WT)METHI |- 1 - {4-[4-(mupponuauH- 1 -kap6o-
aun)bennn]pennn } -1H,4H,SH-mupazomno| 3,4-dJmupumunnn-4-on (1-333);

5-[(1-mmuKonponankapOOHMIT-4-TH AP OKCUTTUTIEpU AN H-4-T)MeTHI |- 1 -[4-(3,4-muMeToKcr eHIT ) eHIIT |-
1H,4H,5H-mmupazono[3,4-d|mupumuann-4-on (1-334);

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metii] - 1-[4-(2,4-mudropdennn)penmn]-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-ou (1-335);

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)meri] - 1-[4-(3,5-mudropdennn)penmn]-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-337);

3-(4-{5-[(1-uxnonponanKkapOOHNUIT-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-nimpaszo-
110[3,4-d]mupumunann-1-nn} pernnn)oenzonntpun (1-339);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTATIEpUINH-4 - )Me T |- 1 -[ 3-(Tpud TopmeTnin ) e |-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-34);
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4-(4-{5-[(1-uuxonponankapOOHUI-4-THAPOKCUTHIIEpUINH-4 -1 )MeThIT | -4-0kco-1 H,4H,5H-nmupazo-
110[3,4-d]mupumunann-1-nn} pennn)oenzonntpun (1-340);
5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU U H-4 - T )METHI |- | -[ 3-(4-MeToKCu( eHT) eI |-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (1-342);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)Me T |- 1 -[ 3-(3 -hennndenwn) penmn |-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-344);
1-[3-(2-xmopdenwn)penwn|-5-[(1-muxnonponankapOoHUI-4-TUAPOKCUTTUTICPU TTH-4 - T )METHII |-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-345);
5-[(1-uuknonpomnankapOoHmI-4-runpokcununepuant-4-mn)merun]-1-[3-(3-gpropdennn)pennn]-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-346);
1-[3-(3-xnopdenmn)pernn]-5-[( 1 -uuKIOMpOTaHKapOOHII-4-THAPOKCUTTUTIC P TN H-4 - FJT)M € THI |-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-347);
5-[(1-nuknonpomnankapOOHMI-4-rHIpOKCHTTHIIEpUANH-4-mn)MeTn] - 1-[ 3-(4-propdennn)pennn]-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-348);
5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEpUANH-4-IT)MeTHI |- 1 -[ 3-(4-MeTaHcyabhormnd e de-
uawn]-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (1-349);
1-(4-xnopdennn)-5-[(1-muxronponankapooHmwI-4-ruapoxcununepuana-4-wi)metwi |- 1 H,4H,SH-mmmpa-
30110 3,4-d]mupumunua-4-oH (I-35);
4-(3-{5-[(1-xmonponankapOOHMIT-4-THAPOKCUTTUTIIEpU AN H-4 -1 )MeTHIT | -4-0kco- 1 H,4H,5SH-nmupaszo-
110[3,4-d|mupumuun- 1 -wt} permn)-N,N-mumerrnoensamus (1-350);
5-[(1-uuknonponankapOOHUI-4-rHapOoKcHITHIIepUAnH-4-mn)MeTin] -1 - { 3-[4-(mupponnann-1-kap6o-
uun)penwn|penmn } -1 H,4H, SH-mupazomno|3,4-d jnupumuaun-4-ou (1-351);
5-[(1-nuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metui] - 1-[ 3-(3,4-mumetokcudenin)hern] -
1H,4H,5H-ntmpa3zomno|3,4-d jmupumunaua-4-oH (1-352);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)meri] - 1-[3-(2,4-mudropdennn)penmn]-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (1-354);
5-[(1-mmuKonponankapOOHMI-4-TUAPOKCUTTUTIEpUANH-4-mT)Me T |- 1 -[ 3-(3,4-mud Tophennn) hernn] -
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (I-355);
5-[(1-mmukonponankapOOHMI-4-TUApOKCUTTUTIEpUAnH-4-mn)MeTw |- 1-[3-(3,5-mudropdhennn)hennn] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (1-357);
3-(3-{5-[(1-muxmonponankapOOHMIT-4-TUIPOKCUTTHITEPUANH-4-1 )MeThI |-4-okco- 1 H,4H,5SH-tupazo-
10[3,4-d]mupumunann-1-nn} pennn)oenzonntpun (1-359);
4-(3-{5-[(1-umknonponankapOOHII-4-TUAPOKCUITUTICPUANH-4 -1 )Me T | -4-0kco- 1 H,4H,SH-mupa3o-
10[3,4-d]Jmupumunann-1-nn} pernnn)oenzonntpun (1-360);
5-[(1-uuknonponankapOOHUI-4-rHIPOKCHITHIIEpUANH-4-mT)MeTH | -1 - {4-[ 3-(numeTnnamuHo ) penm ] de-
Hun ) -1H,4H,5H-nmupasomnol3,4-d nupumunnn-4-on (1-361);
5-[(1-uuknonponankapOOHUI-4-rHapOKCHTTHIIEpUANH-4-mn)MeTin] -1 - {4-[ 2-metnn-4-(1 H-nnpazon-1-
nn)ennn | penwn } -1 H,4H,5SH-tupazono[3,4-dmupumunua-4-on (I-363);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-WT)MeTH |- 1 -[4-(mumeTni-1,2-okca3on-4-um)de-
waun]-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (1-364);
5-[(1-mmuKonponankapOOHUI-4-TUAPOKCUTTATIEPUINH-4 - )Me T |- | -[4-(upuauH-3-mr) heHun |-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-365);
5-[(1-uuknonponankapOOHUI-4-THAPOKCUIHITEPUANH-4-HT)MeTHI | - 1 -[4-(npuMuauH-5-1i) heHn |-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-366);
5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metii] - 1-[4-(1-metnn- 1 H-nmpazon-4-nm)de-
uun|-1H,4H,5H-mupazouno| 3,4-d Jrupumuaun-4-ou (1-367);
5-[(1-uuknonponankapOOHUI-4-rHApoKcHIHIepuAnH-4-mn)Me T - 1-(4- {4-[2-(MopdonuH-4-1i1) 9 TOK-
cu|¢pennn} pennn)-1H,4H,5H-mpazono[ 3,4-d Jnupumuaun-4-on (1-368);
5-[(1-mmuKonponankapOOHMI-4-TH AP OKCUTTUTIEpU AU H-4-T)METHI |- | -(4- {4-[ 2-(TUMETHIIaMUHO ) TOK-
cu|penwmn} enwn)-1H,4H,SH-ttupazono| 3,4-d Jrupumuaun-4-ou (1-369);
N-[2-(4-{5-[(1-nukmonponiaHKapOOHMI-4-TUIPOKCUTTHTIEpUANH-4-1 )MeThI |-4-okco- 1 H,4H,5H-ttmpazo-
110[3,4-d]mupumuun- 1 -w } perwn)dpennn metancyashoramun (I-370);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)MeTHI |- 1 -[4-(2-MeTaHCcyabhormnd eHm ) he-
waun]-1H,4H,5H-mupazono[3,4-dJmupumunun-4-on (I-371);
5-[(1-nuknonpomnankapOOHUI-4-rHapOoKcHITHIIepUAnH-4-mn)MeTn] - 1 -[4-(3-runpokcud enwn) henn|-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-372);
5-[(1-nuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metii] - 1-[4-(5-propmmpuann-3-mn)pennn]-
1H,4H,5H-ntupa3zomno|3,4-d jmupumunaua-4-oH (1-373);
5-[(1-uuknonponankapOOHUI-4-rHpOoKCHTTHIIEpUANH-4-mn)MeT] -1 - {3-[ 3-(numernnamuHo ) penm ] de-
uun ) -1H,4H,SH-niupasono[ 3,4-d [mupumunun-4-on (1-374);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4 - )MeTHI |- 1 -{ 3-[4-(muMeTIIIaMuHO ) peHmT | pe-
waun}-1H,4H,5H-ttmpazonol 3,4-d Jrupumuaun-4-on (1-375);
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5-[(1-nuknonponankapOOHUI-4-rHIpOKCHTTHIIEpUANH-4-mT)MeTi ] -1 -[ 3-(numerwi-1,2-okcazon-4-
win)denun]-1H,4H,5H-iupazouno[3,4-d nupumuuna-4-on (1-377);
5-[(1-mmukonponankapOOHUI-4-TUAPOKCUTTATIEpUINH-4 - )Me T |- 1 -[ 3-(mupuauH-3-mn) henun |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-378);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTUTIEPUINH-4 -1 )MeTH |- | -[ 3-(TupuMu uH-5-11) heHm |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (1-379);
5-[(1-muKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-T)Me T |- 1 -(4-dpropdennn)-1H,4H,5H-
nupazodo|3,4-d|mupumunua-4-oH (I-38);
5-[(1-uuknonpomnankapOoHuI-4-runpokcununepuant-4-mn)mern]-1-[ 3-(1-merun-1H-nupazon-4-
win)denun]-1H,4H,5H-impazouno|3,4-d jmupumuuna-4-oH (1-380);
4-(3-{5-[(1-umknonponankapOOHII-4-THAPOKCHITUTICPUANH-4 -1 )Me T | -4-0kco- 1 H,4H,5SH-mmupa3o-
110[3,4-dmupumuann-1-nn} pennn)-N-merundensamun (1-381);
5-[(1-uuknonponankapOOHUI-4-rHaApoKcHnHepuAnH-4-mn)MeTria| - 1- {3-[ S-ruapokcu-2-(tpudTop-
MeTokcH )penmt|denmn } -1H,4H, SH-iupazono[ 3,4-d [mupumunna-4-on (1-382);
N-[2-(3-{5-[(1-nukmonponankapOOHMI-4-THIPOKCUTTHTIEpUANH-4-1 )MeThd |-4-okco- 1 H,4H,5SH-impazo-
110[3,4-d]mupumuun- 1 -w } perwn)dpennn merancyabhoramun (I-383);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)MeTHI |- 1 -[ 3-(2-MeTaHcyabhormnd e de-
waun]-1H,4H,5H-mupazono[3,4-dJmupumunun-4-on (1-384);
5-[(1-mmuknonponankapOOHUI-4-THAPOKCUTTUTIEpUANH-4 - )MeTH |- 1 -[ 3-(3-ruapokcuderwn) henun|-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (1-385);
5-[(1-nuknonponankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-mT)MeTi ] -1 - { 3-[ 6-(nnmMeTHIaMuHO )T pUANH-3-
wi]denun}-1H,4H,5H-nupazono[3,4-dmupumunann-4-on (1-386);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metii] - 1-[3-(5-proprmmpuann-3-nmn)pennn]-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-387);
5-[(1-nuknonponankapOOHUI-4-rHapOKCHITHIIEpUANH-4-mn)MeT] -1 - {4-[ 3-(Mopdonun-4-kapOonwm) he-
aun|denun}-1H,4H,5H-tupazono[3,4-d|mupumunun-4-on (I-388);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)Me T |- 1 -[4-(3,5-mumeTni- | H-nmupazon-4-
nn)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumuana-4-on (I-389);
5-[(1-mmuKonponankapOOHMIT-4-THAPOKCUTTUTIEpU AU H-4-T)METHI |- 1 - {4-[ 5-pTOp-2-(TuapokcumeTw) he-
aun|dennn}-1H,4H,5H-tupazono[3,4-d|mupumunun-4-on (1-390);
5-[(1-mmuKonponankapOOHMI-4-TUAPOKCUTTUTIEpU AN H-4-IT)Me T |- 1 -[4-(3 - Top-5-MeTokcud enmn) de-
uun|-1H,4H,5H-mupazouno| 3,4-d Jrupumuaun-4-ou (1-391);
3-(4-{5-[(1-uxnonponanKkapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-nimpaszo-
110[3,4-d]mupumunann-1-nn} perann)-N,N-qumernnoenson- 1 -cynsponamusn (1-392);
3-(4-{5-[(1-uxmonponankapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTri |-4-okco-1 H,4H,5H-nimpaszo-
10[3,4-d]Jmupumuann-1-nn} pernn)-N,N-qumerunoenzamun (1-394);
3-(4-{5-[(1-muxnonponanKkapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-nimpaszo-
110[3,4-d]mupumuun- 1 -wt} perrmn)-N-(2-ruapoxcudtan)oenzamun (1-395);
5-[(1-mmuknonponankapOOHUI-4-TUApOKCUTTATIEpUANH-4 - )MeTh |- 1 -[4-(1-meTun- 1 H-uanazon-5-um)de-
waun]-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (1-396);
5-[(1-muKonponankapOOHMII-4-THAPOKCUTTUTIEPU AN H-4-T)METHI |- | - {4-[ 3-(uuKIOTIpOTTIIMETOKCH ) Pe-
aun|dennn}-1H,4H,5H-tupazono[3,4-d|mupumunun-4-on (1-397);
5-[(1-uuknonponankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-mn)MeT ] -1 - {4-[ 3-(mupponnaun- 1 -nm)de-
Hwi|dennn}-1H,4H,5H-nupasono| 3,4-dnupumunnn-4-on (1-399);
4-runpokcu-N-metnin-4-({1-metun-4-oxco-1H,4H,5H-nupazono( 3,4-d [nupumunus-5-w  metrin)-N-(4-
¢ernmndennn)nmunepuanH- 1 -kapooxcamuy (1-4);
N-[(11,3r)-3-[4-runpokcu-4-( {4-okco-1-pennn-1H,4H,5H-tupazosno| 3,4-d |nupuMuIuH-5 -1} METHIT)ITH-
nepuInH- 1 -kapOoHMIT |IMKI00y T |3TaH- 1 -cynbdonamu (1-40);
5-[(1-muKonponankapOOHMIT-4-THAPOKCUTTUTIEPU AN H-4-T)METHI |- 1 - {3-[ 2-(TuMeTHIIaMUHO ) TAPUM U THH-
5-nun]pennn}-1H,4H,5H-tupazomno|3,4-d[mupumunua-4-on (I-400);
5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4 - )MeTHI |- 1 -{ 3-[2-(MOP D OTUH-4 - 1T TUPUMH-
nmuH-5-mi|bennn } -1H,4H,5H-ttupazono| 3,4-d Jrupumuaun-4-ou (1-401);
1-[3-(5-xmoprmmpuana-3-un)perw|-5-[ (1 -uuxnonponankapOOHMI-4-TUAPOKCUTTUTICP U AMH-4 -FLIT ) METHII | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-401);
5-[(1-uuknonponankapOOHUI-4-rHapoKcHIHIepuaAnH-4-mn)metiin] -1 - {3-[ 3-(mopdonun-4-kapOonwm)de-
uu | penmn } -1 H,4H,5H-mmpazono[ 3,4-d jmupumuauna-4-on (1-402);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)meri] -1 - {3-[5-¢pTop-2-(ruapoxcumerui)de-
Hwi|dennn}-1H,4H,5H-nupasono| 3,4-dnupumunnna-4-on (1-403);
5-[(1-uuknonpomnankapOoHUI-4-ruapokcununepuanH-4-mn)meri] - 1-[ 3-(3-prop-5-meToxcupenmn)pe-
uun|-1H,4H,5H-mupazouno| 3,4-d Jrupumuann-4-ou (1-404);
3-(3-{5-[(1-muxmonponankapOOHMIT-4-THIPOKCUTTHITEPUANH-4-1 )MeThd |-4-okco- 1 H,4H,5SH-tupazo-
110[3,4-d|mupumuun- 1 -wn} permn)-N,N-qumetrnoen3on- 1 -cynshonamus (I-405);
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5-[(1-uuknonponankapOoHun-4-ruapoxcununepuanH-4-mn)metii] - 1-[ 3-(1 H-unnon-4-mm)pennn] -
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-406);
3-(3-{5-[(1-muxmonponankapOOHMIT-4-THIPOKCUTTHITEPUANH-4-1 )MeThI |-4-okco- 1 H,4H,5SH-tupazo-
110[3,4-d]mupumuun- 1 -w} permn)-N,N-mumerrnoensamus (1-407);
3-(3-{5-[(1-muxmonponankapOOHMIT-4-THIPOKCUTTHITEPUANH-4-1 )MeThI |-4-okco- 1 H,4H,5SH-tupazo-
110[3,4-d|mupumuun- 1 -w } perrmn)-N-metundenzamun (1-408);
3-(3-{5-[(1-muxmonponiaHkapOOHMIT-4-THIPOKCUTTHITEPUANH-4-1 )MeThI |-4-okco- 1 H,4H,5SH-tupazo-
110[3,4-d]mupumuun- 1 -wt} perrmn)-N-(2-ruapoxcudtin)oenzamun (1-409);
5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metwi] - 1-[3-(1-metnn-1 H-ungazon-5-nn)de-
uun|-1H,4H,5H-mupazouno[ 3,4-d Jrupumuaun-4-ou (1-410);
5-[(1-nuknonponankapOOHUI-4-rHaApOKCHIHNIepUANH-4-1T)MeTH |- 1 - {3-[ 3-(unKtonponuaMeTokcH) e-
| dennn}-1H,4H,5H-nupasono[3,4-dmupumunnna-4-on (1-411);
5-[(1-uuknonpomnankapOoOHUI-4-rHIpOKCHTTHIIEpUANH-4-mn)MeTin] -1 - {3-[ 3-(mupponnaun- 1 -nm)de-
Hwi|dennn}-1H,4H,5H-nupasono[3,4-dmupumunnna-4-on (1-413);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4 - )MeTH |- 1 -[ 3-(Mop dhomH-4-unMeTrn ) e |-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (I-415);
1-(4-{[muxorekcrn(3 T ) aMuHO |MeTw § permn)-5-[ (1 -nukronponankapOOHII-4-THAPOKCUTTUIICP U ANH-4-
un)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuana-4-on (1-416);
5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEPUIANH-4 - )MeTH |- | -[4-(Mop hosnH-4-uMeTH ) e HI |-
1H,4H,5H-tmupazono[3,4-d|mupumuann-4-on (1-417);
1-(4-dpropdenmn)-5-{[4-runpoxcu-1-(nmupuaun-4-kapoonwn)nunepuua-4-wi|mernn } -1 H,4H,5SH-nimpaszo-
10[3,4-d[mupumunua-4-oH (1-418);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[6-(MopponmH-4-mn)IupuArH-3-KapOOHMI | TUTIEPUIUH-4 -1 } Me-
tin)-1H,4H,5H-upazono| 3,4-d jnupumuaun-4-on (1-419);
1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[6-(2,2,2-TpupTOPITOKCH)TUPUINH-3-KapOOHUI | TUTIEPHIHH-4 -
un}metn)-1H,4H,5H-tiupazono| 3,4-d Jrmpumuaua-4-on (1-420);
1-(4-propdenmn)-5-{[4-runpokcu-1 -(mupuanu-3-kapoouun)munepunnn-4-mn merun } - 1 H,4H,SH-ttupazo-
10[3,4-d]mupumuua-4-on (1-421);
1-(4-propdenmn)-5-({4-runpokcu-1-[6-(TpUPTOPMETHI ) TUPUINH-3-KapOOHIIT| TIHTIEPUINH-4-HJT } METHIT)-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-422);
1-(4-propdenmn)-5-({4-runpoxcu-1-[3-(TpudTopmeTrn)ounukio[ 1.1.1]menran- 1 -kapOooHuI [TUTIEpUITAH-
4-unjmernn)-1H,4H,5H-nmupazono[3,4-dmupumuana-4-on (1-423);
4-runpokcu-N-metnin-4-{[4-okco-1-(4-pernnpennn)-1H,4H,5SH-nupazono[3,4-d jmupumuaun-5-nn|me-
THI } IUNepuaAnH- 1 -kapookcamuy (1-425);
5-{[(3S,4S)-1-6en3on1-3-prop-4-ruapoxcununepuant-4-mi|merun } -1 -pennn-1H,4H,5H-nupazomno| 3,4-
d]mupumunna-4-oH (1-426);
5-[(1-umknomponaHKapOOHUI-4-THAPOKCUTTUIIEPUIUH-4 -1 )MeTH | - 1 -[4-({[2-(1uMeTHIaMuHO )3T | (Me-
i )amMuHo f Metwn)dhennn]-1 H,4H,5SH-mupazono[3,4-d [mupumuaun-4-on (1-427);
N-{1-[(4-{5-[(1-muxnOTIpOTIaHKAPOOHMIT-4-THAPOKCUTIUTIEpUINH-4- T )MeTh |-4-okco- 1 H,4H, SH-upazo-
110[3,4-d|mupumuuH- 1 -vn } permn)MeTt |nunepuauH-4-wi fareramu (1-428);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEPUINH-4 - )MeTH |- | -[4-(TTupponuanH- 1 -umme T de-
wawn]-1H,4H,5H-tupazono[3,4-dJmupumunun-4-on (1-430);
5-[(1-uuknonponankapOOHUI-4-THAPOKCHIHIIEpUANH-4-T)MeTH | - 1 -[4-(nnepuauH- 1 -unmeTin ) heHu | -
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-ou (1-431);
1-[(4-{5-[(1-mmuknonponankapOoHWI-4-rUpoKcHTUIIepuanH-4-nin)merui | -4-okco-1H,4H,5H-nimpaszo-
110[3,4-d]mupumuanH-1-ni } pennn)metnn Jnunepunun-4-xkapoorntpun (1-432);
1-(4-{[6en3mn(MeTrT)aMiHO |MeThI } pern)-5-[(1-nuknonponankapOoHUI-4-THAPOKCUITHIIEPUTUH-4 -
wi)metwi|-1H,4H,SH-ttupazono[ 3,4-d [mupumunna-4-on (1-433);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUIANH-4 -1 )MeTHI |- 1 -(4-{[ (2-MeTOKCHATHI )(METHIT)aMHU-
Ho [Metnn } pennn)-1H,4H,5H-mupazono[3,4-d|mupumunun-4-on (1-434);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTUTIEPUANH-4-MT)MeTHI |- 1 -(4-{[4-(IuMe THIIaMUHO ) TUTICp U T H-
1-un]merun} pennn)-1H,4H,SH-mupazono[3,4-dmupumunnn-4-on (I-435);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEPU AN H-4 -1 )MeTHI |- 1 -(4- { [MeTHI(2-ME THITIP OTIVIT ) aMH -
Ho [Metnn } pennn)-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (1-436);
5-[(1-uuknonponankapOOHUI-4-rHapOKcHIHIIepuAnH-4-mn)mMeTiin] - 1-[4-(1,2,3,4-TeTparuipon30XnHOINH-
2-ummetun)pennn]-1H,4H, SH-mupa3zomno| 3,4-dJmupumuaua-4-on (1-437);
1-{4-[(4-aueTunmnunepasus- 1 -wi)mermn|pennn } -5-[ (1-unknonponankapOOHUI-4-THAPOKCUITHIIEpUINH-4 -
win)metwi|-1H,4H,SH-ttupazono[ 3,4-d [mupumunna-4-on (1-438);
4-[(4-{5-[(1-mmknonponankapOoHWI-4-TUIpOKCHTTUIIEpUANH-4-nin)Metui |-4-okco-1H,4H,5H-nimpaszo-
110[3,4-d]mupumumus- 1 -wt} dernn)merin]- 1A%, 4-tromopdomun-1,1-xuon (1-439);
5-[(1R)-1-[1-(4-dTOpOen3onn)-4-runpoxcununepuant-4-mn|atun)-1-(4-propdenwn)-1H,4H,5H-nnpazo-
110[3,4-d|mupumuua-4-oH (1-44);
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5-[(1-uuknonpomnankapOoHmI-4-runpokcununepuant-4-mn)merun] - 1-[4-({[(6-oTmmupuaus-3-1m)me-
T |(metmn)amuHo } Metwn)derwn |- 1 H,4H,SH-mupazoino| 3,4-d Jnupumuann-4-ou (1-440);
2-{1-[(4-{5-[(1-muk0onIpOTTaHKapOOHNI-4-TUAPOKCHTTATIEpUANH-4-1n )MeTr | -4-okco- 1 H,4H,SH-mpa-
30510[ 3,4-d |mupumMuauH- 1 -1t} peHIT)METII |TUnepuAnH-3 -1 } anieToHuTpu (1-441);
5-[(1-mmuKonponankapOOHMII-4-THAPOKCUTTUTIEpUANH-4 -1 )MeTHI |- | -(4- { [ muknonpormi(okcan-4-
nin)amuuo [metnn } pennn)-1H,4H,SH-mupazono[3,4-d|mupumunua-4-on (1-442);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-T)Me T |- 1 -(4-{8-0kca-2-a3aciipo[4.5 | nexan-
2-unmetnn } permn)-1H,4H, SH-mupa3zono| 3,4-dmupumunnn-4-on (1-443);
5-[(1-nuknonponankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-mT)MeT ] - 1 -[ 3-(mupponuaun- 1 -nnmernn) de-
uun|-1H,4H,5H-mupazono[ 3,4-d Jrupumunaun-4-ou (1-444);
5-[(1-uuknonponankapOOHUI-4-rHAPOKCHIHIIEpUANH-4-T)Me T | - 1 -[ 3-(mnnepuaus- 1 -unme Tt ) heHn | -
1H,4H,5H-ntupa3zomno|3,4-d jmupumunaua-4-oH (1-445);
1-[(3-{5-[(1-muknonponaHKap OOHMUI-4-THIPOKCUTHITE pUAUH-4-1n)MeTrn | -4-okco- 1 H,4H,5H-upazo-
10[3,4-d]mupumuanH-1-ni } pennn)metmn Jnunepunun-4-xkapoorntpun (1-446);
1-(3-{[6en3un(meTrn)amMmuHO |MeTw § permn )-5-[ (1 -nukmonponankapOoHII-4-THIPOKCUTTHIICPU THH-4 -
un)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuann-4-on (1-447);
5-[(1-mmukonponankapOOHMI-4-TUaApoKcUnTUIepuanH-4-mn)MeThn |- 1 -[ 3-({[ 2-(aumeTrimaMuHO )3 TrII | (Me-
i )amMuHo f MeTwn)hennn]-1 H,4H,5SH-mupazono[3,4-d [mupumuaua-4-on (1-448);
5-[(1-mmukonponankapOOHMI-4-THApOKCUTTUTIEpUANH-4-Wn)MeTh |- 1 -(3-{[ (2-MeTOKCHATHIT ) (METHIT)aMHU-
Ho [Metnn } pennn)-1H,4H,5H-mupazono[3,4-d|mupumunun-4-on (1-449);
N-(2-{4-[4-runpoxcu-4-({1-metmi-4-oxco-1H,4H,5H-nmpazomno[ 3,4-d JmupumuanH-5-n } MeTHII ) TUIIEpU-
IvH-1-xapOonwi|penun } permn)aren-1-cynsponamun (1-45);
N-{1-[(3-{5-[(1-unknonponankapOOHMI-4-rHAPOKCUITHIIEpUINH-4- 1T )MeTHI |-4-okco- 1 H,4H, SH-nmpazo-
110[3,4-d]mupumuana-1-nn} pernn)metmn Jnunepunun-4-un aneramun (1-450);
5-[(1-uuknonponankapOOHUI-4-rHapoKcHnHnepuaAnH-4-mn)metin] - 1-(3- {[4-(quMeTHIaMIHO ) TUTTepU AN H-
1-un]merun} pennn)-1H,4H,SH-mupazono[3,4-dmupumunun-4-on (I-451);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-T)MeTHI |- 1 -(3 - { [MeTHI(2-Me THITIP OTIVIT ) aM U -
Ho [Metnn } pennn)-1H,4H,5H-mupazono[3,4-d|mupumunun-4-on (1-452);
5-[(1-mmukonponankapOOHMI-4-THApOKCUTTUTIEpuaAnH-4-mn)MeTwn |- 1-[3-(1,2,3,4-TeTparuApon30X NHOTUH-
2-unmetwn)penmn]-1H,4H,5H-mupasono[ 3,4-d jmupumuaun-4-on (1-453);
1-{3-[(4-aumeTunmunepasus- | -um)metwn | perwn } -5-[ (1 -nmukmonponankapOOHUI-4-THIPOKCUITHITCP U THH-4 -
win)metwi|-1H,4H,SH-ttupazono[ 3,4-d[mupumunna-4-on (1-454);
4-[(3-{5-[(1-mmuknonpomankapOOHUI-4-rUIPOKCUITHITepUIUH-4 -1 )Me T | -4-okco- 1 H,4H, SH-niupaso-
110[3,4-d]mupumunua-1-wr} dernn)merin]- 105, 4-tnomopdomus-1,1-muon (1-455);
2-{1-[(3-{5-[(1-mmka0onponankapOOHMI-4-THApOKCHITHIIEpUANH-4-nn)MeTwi | -4-okco- 1 H,4H,SH-mpaszo-
110[3,4-d]mupumMuanH-1-ni} pernn)Me T JnunepuuH-3 -1 f auetoHuTpui (1-456);
5-[(1-uuknonpomnankapOoHUI-4-ruapokcununepuanH-4-mn)meriin] - 1-(3-{8-okca-2-azactmpo[4.5] nexan-
2-nnmetnn } pennn)-1H,4H,SH-mpazono[3,4-dJnupumuaun-4-on (1-457);
1-(4-propdenmn)-5-({4-runpoxcu-1-[2-(okcan-4-mn)ane T |nunepuaua-4-mn } metun )- 1 H,4H, SH-iupaso-
110[3,4-d|mupumuua-4-oH (1-458);
1-(4-propdenmn)-5-{[4-runpokcu-1-(2-meTokcuaneTwn)munepuaua-4-wi|metun } - | H,4H, SH-upaso-
110[3,4-d|mupumuua-4-oH (1-459);
N-[(2R)-1-[4-runpokcu-4-({1-meTmi-4-oxco-1H,4H,5H-nupazono[ 3,4-d | mupuMuinH-5-171 } METHIT ) TTHTIE-
puanH-1-un]-1-okco-3-penmmponan-2-ui|dTeH- 1 -cynshonamun (1-46);
3-[1-(4-{[1-(4-propdenun)-4-okco-1H,4H,5H-tmpazono|3,4-d jmupumuus-5 -1 MeTnn } -4-ruApOKCUIIN-
nepuauH-1-ui)-1-okconponan-2-uin)-1,3-okcazonuaun-2-oH (1-461);
5-{[1-(4,4-mudToprmkiorekcaHkapOoHMI)-4-rugpokcununepuanH-4-ui |Metun | - 1 -(4-propdennn)-
1H,4H,5H-ttupa3zomno|3,4-d jmupumunaua-4-oH (1-462);
5-{[1-(2-unknonponunaneTi )-4-ruipoKCUITUIepuauH-4-ni | metuin § - 1-(4-droppennn)-1H,4H, SH-nmpa-
30710[3,4-d Jmupumunun-4-on (1-463);
1-(4-propdenmn)-5-{[4-runpokcu-1-(1-MeTHAIMKI00y TaHKapOOHWI ) TuTniepuanH-4-mi metnn } - 1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (1-464);
1-(4-propdenmn)-5-{[4-runpokcu-1-(6-MeTOKCUTTHPUINH-3-KapOOHWI ) TUTICPU AUH-4-HJT |[METH | -
1H,4H,5H-mmupazono[3,4-d|mupumunna-4-on (1-465);
1-(4-propdennn)-5-{[1-(6-bToprmpunun-3-kapOooHnN )-4-ruaporcununepuauH-4-wmi |metun } -1 H,4H,5H-
rupa3zono|3,4-d jmupumunua-4-on (1-466);
5-({4-rungpoxcu-1-[4-(1-ruapoKcUIMKIONPOIIIT) OeH30MI JTuepu AuH-4-1i } MeTi)- 1 -penmn-1H,4H,5H-
nupa3zono|3,4-d jmupumunun-4-ou (1-467);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[4-(1-ruapOoKCHIIMKIONPOINIT)OCH30 W |TUIEPHINH-4 -1 } METHIT )-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-468);
5-{[(3R,4S)-1-6en30min-3-pTop-4-runpoxcununepuant-4-mi|merun } - 1 -penun-1H,4H,5SH-nupaso:nol[ 3,4-
d]jmapumuaua-4-on (1-469);
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5-{[1-(3-xnop-1H-nupazon-4-xkapbonni)-4-ruapoxcununepuant-4-wi |merun | - 1 -pennn-1H,4H,5SH-timn-
pazoio[3,4-djmupumunun-4-on (1-47);

4-runpoxcu-N-metnin-4-{[4-oxco-1-(6-permnmupunun-3-mn)-1H,4H,5SH-mupazono[ 3,4-d jmupumuaus-5-
wi|Mernn } munepuanH- 1 -kapdokcamus (1-470);

1-[3-(mmkoneHTHIaMIHO ) heHIIT -5 -[ (1 -muKTonponankapO OHWIT-4-THAPOKCUTTUTICP U TTH-4 V1T )METHI | -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (1-471);

5-[(1-mmuKonponankapOOHUI-4-THAPOKCUTTUTIEpUANH-4 -1 )MeTH |- 1 -[ 3-(MopdosmH-4-mn) pernn] -
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-472);

1-(4-dpropdenun)-5-[(4-ruapokcu-1-{8-okcaburukio[3.2.1]okran-3-KkapOOHNI } TUIIEPUANH-4-NIT)METHIT |-
1H,4H,5H-ntmpa3zomno|3,4-d jmupumunua-4-ou (1-473);

4-({1-[4-(6en3mnokcu)denmn]-4-oxco-1H,4H, SH-tupa3zomno| 3,4-d JnupumMuanH-5-11 } METHIT ) -4 -THIPOKCH-
N,N-nmumerwimunepuaus- 1 -kapookcamuy (1-474);

4-((1-(4',6-mucprop-[1,1'-6udennn]-3-un)-4-okco-1,4-murunpo-SH-mpazono| 3,4-d JnupumMuius-5-1mm)me-
Ti)-4-ruapokcu-N,N-nuMeTunmunepuaus- 1 -kapookcamun (1-475);

N-(3-(5-((1-(muxTonponaHkapOOHII) -4 -THIPOKCHITHIIEPU IUH-4-1T )MeTH ) -4-0Kkc0-4,5-muruapo- 1 H-mupa-
30110 3,4-dmupumunun- 1 -mn)dennn)anetamu (1-476);

N-(3-(5-((1-(mmxTonponaHkapOOHIIT) -4 -THIPOKCHITHIICPU IUH-4-1T )MeTH ) -4-0Kc0-4,5-muruapo- 1 H-mupa-
30510[ 3,4-d|mupumunun- 1 -mn)henwnn)-3,5-mumetnmsokcazon-4-cynshonamu (1-477);

1-(3-(5-((1-(mmrxonponankap 00HMI ) -4-TUAPOKCUTTHTICPU ANH-4 -1 ) MEeTHIT )-4-0Kc0-4, 5-murupo- 1 H-mupa-
30510[ 3,4-d|mupumuaun- 1 -mn)dhennn)-3-nzonponmimodeBuna (1-478);

5-((1-(uuxonponankapooHm)-4-ruapokcununepuant-4-mimern)- 1-(3-(3,3-mud ropmuppoanann-1-
kapOoHu)hernn)-1,5-murunpo-4H-nmpazono| 3,4-djmupumunun-4-on (1-479);

3-[(1-6en3omn-4-ruapoxcununepuant-4-mn)merui]-7-(4-¢propdennn)-3H,4H, 7H-uppono[ 2,3-d Jnupu-
MunuH-4-0H (1-48);

1-(4-dropdenmn)-5-((4-runpokcu-1-(1H-nuppomno[3,2-c|nupranH-2-kapOoHIT ) TUIEPUINH-4 -1IT)METHII ) -
1,5-murunpo-4H-mupazosno| 3,4-d Jrupumuaun-4-ou (1-480);

4-{[1-(4-dTopdennn)-4-oxco-1H,4H,5H-mupazono| 3 ,4-d jmupumuans-5-nui | MeTnn } -4-ruapoxcu-N-(Tpo-
naH-2-wn)nunepuaui- 1 -kapookcamuy (1-481);

N-(3,3-mumermnmukinooytun)-4-((1-(4-dTopdenmn)-4-okco-1,4-quruapo-SH-nupazono[ 3,4-d jnupumu-
JTIUH-5-WT)METI)-4-THIpOKCUIHIIepuanH- 1 -kapookcamu (1-482);

1-(4-xnopdennn)-5-{[4-runpokcu-1-(1 H-urmon-2-kapoonun)mumnepuann-4-ui | metnn } - 1 H,4H,5SH-timpa-
30710[3,4-d |mupumunun-4-on (1-483);

(R)-5-((1-(4-dTopOen3omn )-4-ruapoKcunune puguH-4-mwi)Metun) - 1 -(4-(oxraruapo-2H-mupumo[ 1,2-amm-
pasus-2-un)pennn)-1,5-murunpo-4H-mpazono| 3,4-djmupumuaun-4-on (1-484);

5-[(1-uuknonponankapOOHUI-4-ruapoKcununepuanH-4-mn)metii] - 1-(4- {umuazo[ 1,2-a]Jmmpuann-8-
wn} pennn)-1H,4H,5H-nupazono[3,4-dmupumunana-4-on (1-485);

3-(mupponunus-1-wm)nponnn 4-((1-(4-propdpennn)-4-okco-1,4-nquruapo-5SH-nupazono[3,4-dmupumuann-
5-unm)metnn)-4-ruapokcununepuaui- 1 -kapookcumnar (I-486);

5-[(1-{4-[(8aR)-oxTarumpomupposo|[ 1,2-a]numnepa3un-2 -1 0eH30MIT } -4-TUAPOKCUTTUTICPUTAH-4-HIT)Me-
tnn]-1-(4-propdenwn)-1H,4H,5SH-upazono| 3,4-d Jrupumunun-4-on (1-487);

5-{[4-ruapoxcu-1-(2-meTmi-1,3-okcazon-5-kapOoHmwn)nunepuauH-4-mi |MeTun } -1 -[4-(4-metnn- 1 H-iupa-
301-1-mm)dennn]-1H,4H,5H-mupazono[ 3,4-dmupumunna-4-on ([-488);

1-{4-[1-(audropmernin)-1 H-nupaszon-4-un]pennn } -5-{[4-runpokcu- 1 -(1-meTrnmuKIONpONIaHKap60-
Hun)uanepuaua-4-wi |metun } - 1H,4H,5H-upasono[ 3,4-d Jmupumunun-4-on (1-489);

3-[(1-6en3omn-4-runpoxcununepuant-4-mn)merun]-7-(4-propdenmn)-6-metun-3H,4H, 7H-mupporno[ 2,3-
d]mupumunna-4-oH (1-49);

1-(4-{2,2-nudrop-7-azacrupo|3.5|HoHaH-7-1} penwn)-5- {[4-ruapokcu-1-(1-MeTHIHKIONponaHkapoo-
Hun)anepuaua-4-wi |metun } - 1H,4H,5H-upasono[ 3,4-d Jmupumuun-4-on (1-490);

1-{4-[(5-xnopnupuauH-2-m1)okcH | perw § -5-[ (1 -1ukmonpomankapO0HUI-4-THAPOKCHTTATICPUINH-4 -
nn)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuann-4-on (1-491);

1-(4-{5-[(1-uExTonpOonaHKapOOHMIT-4-TUAPOKCUTTUTIIEpUANH-4 - 1T )MeTHI |-4-okco- 1 H,4H,SH-nmupaszo-
110[3,4-d|mupumuun- 1 -t} penrmn)-3,3-mumetrMoueBuna (1-492);

TIPOTIaH-2- 1T N-(4-{5-[(1-uuxonponankapOOHMI-4-TUAPOKCUITUTICPUIIH-4 - )METHII |-4-0KCO-
1H,4H,5H-tmupazono[3,4-d|mupumuaun- 1 -un } permn)kapoamar (1-493);

3-(4-{5-[(1-uxnonponankapOOHNUI-4-TUAPOKCUTTUIIEpUANH-4 -1 )MeTi |-4-okco-1 H,4H,5H-nimpaszo-
110[3,4-d]mupumuann-1-nn} pennn)-1-(okcan-4-mn)mouesuna (1-494);

1-(4-{5-[(1-nuxonponankapO0HUI-4-THAPOKCUTUIIEPUINH-4 -1 )MeThIT | -4-0kco-1 H,4H,5H-nmupaso-
10[3,4-d]mupumunann-1-nn} pennn)-3-(okceran-3-uwin)moueBuna (1-495);

4-({1-[4-(3,3-mumeTrnazetuauH- | -mn)denmn]-4-okco-1H,4H,SH-nupazono[ 3,4-d [mupumunne-5-mm } Me-
Ti)-4-ruapokcu-N,N-auMeTunmunepuaus- 1 -kapookcamun (1-496);

5-[(1-mmuxnonponankapOoHMI-4-TuapoKcununepuanH-4-mwn)metun |- 1-[ 3-(1 H-upazon- 1 -wn)pennn] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (1-497);
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5-[(1-uuknonponankapOOHUI-4-rHApOoKCHIHIepuAnH-4-mn)MeTi] - 1 -[ 3-(munepasun- 1 -wn) pennn|-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumuaua-4-oH (1-498);

5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4 -1 )MeTH |- | -[4-(Tumepas3uH- 1 -u ) perm |-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (1-499);

1-(3-{[muxorexcun(3 T )aMuHO |MeTw § permn)-5-[ (1 -nukronponankapOOHMI-4-THAPOKCUTTUIICP U ANH-4-
nn)mernn|-1H,4H,5H-mupazomno[3,4-dmupumunna-4-on (I-5);

4-ruapoxcu-N,N-qumeTn-4-{[4-okco- 1-(4-penoxcudenwn)- 1 H,4H,5SH-tmpazono|[ 3,4-d Jrupumugua-5-
wi|Mernn } munepuanH- 1 -kapbokcamus (1-500);

4-{[1-(4-dbToppenmn)-4-okxco-1H,4H,SH-nupazonol[3,4-dmupumuans-5-mn|metun } -4 -runpokcu-N-(ok-
caH-4-un)nunepuant-1-kapookcamuz (I-501);

(4-{5-[(1-uxonponankapO6oHUI-4-TUAPOKCUNTUIIEpUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-npaso:o| 3,4-
d]mupumunus-1-un} pernn)mouesuna (1-502);

(3-{5-[(1-uxonponankap6oHUI-4-TUAPOKCUNIUIIEpUANH-4 -1 )Me T |-4-okco- 1 H,4H,5H-npaso:o| 3,4-
d]mupumunun-1-un} pernn)mouesuna (1-503);

5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpU AN H-4-T)MeTHI |- | - {4-[ (MeTmicynbdamoni )aMuHo | pe-
uaun}-1H,4H,5H-ttmpazonol 3,4-d Jrupumuaun-4-on (1-504);

5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEpUANH-4-T)METHI |- | - {4-[ (muMeTHIcy b (haMowT)aMu-
Ho|penun}-1H,4H,5H-mupazono[3,4-d|mupumuaua-4-on (I-505);

1-(4-{5-[(1-uuxTonponaHKapOOHMIT-4-TUAPOKCUTTUTIEpUANH-4 - 1T )MeTH |-4-okco- 1 H,4H,SH-nmupaszo-
110[3,4-d|mupumuun- 1 -wt} perwn)-3-metrmmoueBuna (I-506);

1-(3-{5-[(1-umknonponankapOOHMI-4-TUAPOKCUITUTIEPUIUH-4 -1 )MeTH |-4-0kco- 1 H,4H, SH-nipaso-
10[3,4-d]mupumunana-1-nn} pennn)-3-meruamouesuHa (1-507);

4-{[1-(4-{3,9-nnazacmupo[5.5]ynnekan-3-un} pennn)-4-oxco-1H,4H,5H-mupazono[3,4-d [mupumunn-5-
wi|MeTun f -4-rugpokcn-N,N-qumetnnunepuau- 1 -kapookcamuy (1-508);

1-(4-®Proppennn)-5-[(4-ruapoxcu-1-{4-[(3S)-3-runpoxcunupposuaut- 1 -1i]6eH301 | TUIIepUITUH-4 -
nn)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (1-509);

7-[3-(amunomermn)pernn]-3-{[ 1-(4-bTopoberzonn)-4-ruapokcununepunut-4-wi|metwn } -3H,4H, 7H-
nuppoiio|2,3-dJmupumunnn-4-on (I-51);

1-(4-propdenwn)-5-({4-runpoxcu-1-[3-(mupporuauH- 1 -uIMeTHIT) OE H30MIT |TUTICp U TN H-4 - 1T } METHIT ) -
1H,4H,5H-tmupazono[3,4-d|mupumuann-4-on (I-510);

1-(4-propdenmn)-5-({4-runpoxcu-1-[3-(1 H-mupa3zon- 1 -un)0yTaHOWI |TUTIEPUTAH-4 - 1T } METHLT )-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumunaua-4-oH (1-513);

1-(4-dpropdenun)-5-({4-runpoxcu-1-[(3S)-3-(1 H-ntupazosn-1-ua)0yTanonn |nunepuinH-4 -1} METHIT )-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumunun-4-oH (1-514);

1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[(3R)-3-(1H-nupazon- 1 -un)0yTanonn | nunepuAnH-4 -1 } METHIT)-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumuaua-4-oH (1-515);

5-({1-[3-(mudTopMeTOKCH ) IIUKITIO0Y TAHKAPOOHWI | -4 -THAPOKCUITUTICPUANH-4 -1 } Me T ) - 1 -(4-propde-
uun)-1H,4H,5H-mupazono[ 3,4-dJmupumunua-4-on (I-516);

5-({1-[(3R)-4,4-nmudpTop-3-(1 H-tmpazon- 1 -un)OyTanonn | -4-ruipoKCUITUICpUITH-4 -1 } MeTrN )- 1 -(4-
dbropdennn)-1H,4H,5H-mmupazomno|3,4-dmupumunua-4-on (I-517);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupa3zo-1-n)0yTraHomI | -4-ruIpOKCUTTHIIE U ANH-4-171 } Me T ) - 1 -(4-
dbropdennn)-1H,4H,5H-mupazomno|3,4-dmupumunna-4-on (I-518);

5-({1-[(3S)-3-{2H,4H,5H,6H-ntuxnonenral c jnupazon-2-ni } 6y TaHON | -4 -THIpOKCHITHITEpUANH-4- 11T } Me-
tin)-1-(4-dpropdenmn)-1H,4H,5H-tupazosno| 3,4-djmupumuaun-4-oH (1-519);

3-{[1-(4-propbenzomn)-4-runpoxcununepuua-4-mi|mernn } -7-(5-proprmmpuann-2-nm)-3H,4H, 7H-
muppoo[2,3-d|mupumunua-4-on (1-52);

5-({1-[(3R)-3-{2H,4H,5H,6H-nuknonenra[ c|nupazon-2-ui } OyraHOMI |-4-TUIPOKCHITUIIEPUANH-4-1IT } Me-
tin)-1-(4-dpropdenmn)-1H,4H,5H-tmpazosno| 3,4-djmupumuaun-4-on (1-520);

5-({1-[(3S)-3-{1H,4H,5H,6H-1tuknomnenra[ c Jmupa3o- 1 -ui } OyTaHOMI |-4 -THAPOKCUTIATIEPUTAH-4- 1T } Me-
tin)-1-(4-propdenwn)-1H,4H,5SH-upazono| 3,4-d Jrupumuaun-4-on (1-521);

5-({1-[(3R)-3-{1H,4H,5H,6H-tiuknonenra| c jmupazon- 1 -ui } 6yraHOMII |-4-THIAPOKCUITHIICPUTHH-4-1J1 } Me-
tin)-1-(4-propdenwn)-1H,4H,5SH-upazono| 3,4-d Jrupumunun-4-on (1-522);

1-(4-propdenmn)-5-{[4-runpokcu-1-(3-{OKTaruAPOIMKIONEHTA[ ¢ [TUPPOII-2-1J1 } Oy TAHOWII ) ITUTICPU AH-4-
wn|merun}-1H,4H,5H-ttmpazono[ 3,4-d Jrupumuauna-4-on (1-523);

1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[(3S)-3-{okrarunponukionenTal c |muppo-2-mi} Oy TaHOMI | TUIIEpHU-
nuH-4-n1}metun)- 1 H,4H,5SH-timpazono[ 3,4-dJmupumuaun-4-on (1-524);

1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(3R)-3-{okraruapornukionenral c|muppos-2-ui} Oy TaHOHJI | TUIIe pHU-
quH-4-n1}metun)- 1 H,4H,5SH-tmpazono[ 3,4-dJmupumuaua-4-on (1-525);

1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[4-(1,1,1-TpudTop-2-runporcunponad-2-mi)0eH30M | TUIEPUIUH-4 -
wi}metun)-1H,4H,5H-mupazono[3,4-d Jnupumuauna-4-on (1-526);

1-(4-propdennn)-5-[(4-ruapokcu-1-{4-[(2R)-1,1,1-TpudTop-2-ruapoKcuIiponan-2 -ui|6eH30 W } TUTIEPH-
nmuH-4-mn)metmn|-1H,4H,5H-mupasono[ 3,4-d Jmupumuauna-4-on (1-527);
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1-(4-dpropdenun)-5-[(4-ruapokcu-1-{4-[(2S)-1,1,1-Tpudrop-2-ruaporcunponad-2-mi|0eH30 U } HUITEPH-
mua-4-wn)metun|-1H,4H,SH-nmupa3zono[ 3,4-d [mupumunua-4-on (1-528);
1-(4-propdenmn)-5-({4-runpoxcu-1-[4-(muppouauH- 1 -UIMeTHIT) OE H30MIT |TUTICP U U H-4 - 1T } METHIT ) -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (1-529);
1-(4-propdenmn)-5-({4-runpoxcu-1-[4-(MopdoarH-4-HIMETHIT)OCH3O M | TUTICPUIMH-4-HJT } METHIT)-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-530);
1-(4-propdenmn)-5-{[4-runpokcu-1-(2-meTni- 1 ,3-0xcaz01-5-kapOOHUN ) TUTICPUTHH-4-1JT |[METH | -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-531);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-{5H,6H,7H-mpazoino[3,2-b][1,3]okcaznH-2-kapOOHMI } TUIEPHIUH-
4-nmmerun]-1H,4H,5H-nmpazosno[3,4-d jmupumuaun-4-on (1-532);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-{4-[(1-meTunnunepunH-4-1)0KCH | OEH30MI } TUIIEPUANH-4-1T)Me-
twi|-1H,4H,5H-upazonol 3,4-d jnupumuaun-4-on (1-533);
1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[5-(munepuaun-1-nn)-1,3,4-oxcaauazon-2-kapOOHIMI |TUIEPUIH-4 -
wi}metmn)-1H,4H,5H-mmpazono[3,4-d jnupumuaua-4-on (1-534);
1-(4-propdenmn)-5-({4-runpoxcu-1-[4-(1 H-mupa3zon- 1 -un)oenzomn |munepunna-4-wn } metan)- 1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-535);
1-(4-propdenmn)-5-({4-runpoxcu-1-[2-(munepunut- 1 -mn)- 1,3-okcazon-5-kapOoHw |munepuIuH-4-
un }metmn)-1H,4H,5H-tiupazono[ 3,4-d Jrupumuaua-4-on (1-536);
5-({1-[3-pTop-4-(4-meTunmnumnepa3uH- | -1 )0eH30m1 |-4-ruApOKCUTTHTIEpUANH-4-111 } MeTr ) - 1 -(4-hropde-
uun)-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (1-537);
1-(4-dpropdenun)-5-({4-ruapoxcu-1-[4-(mupuanH-2-MI0KCH ) OSH30 M | TUTIEPUIMH-4 -1JT } METHIT)-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-538);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[4-(TUpUMHUINH-2-NITOKCH)OCH30 W |ITUIEPHIMH-4-HJ1 } METHIT )-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-539);
4-{3-xnop-4-[4-runpokcu-4-({1-metmn-4-okxco-1H,4H,5SH-nupazono[3,4-d |nupuMuuH-5-1i1 } METHIT ) ITH-
nepuauH- 1 -kapoonwmn|ennn } -N,N-mumetunoensamus (1-54);
5-{[1-(1-6en3un-1H-unmomn-2-kapOoHUN )-4-TUAPOKCUTTUTIEpUTUH-4- 1T |[MeTHIT } - | -(4-pTOpdheHm)-
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (I-540);
5-{[1-(1-6en3un-1H-nrpazon-5-kapOoHwI)-4-THaApOKCHTTATICPUAUH-4-11 [MeTh } - 1 -(4-dTophennn)-
1H,4H,5H-tmupazono[3,4-d|mupumuann-4-on (I-541);
5-({1-[(3S)-4,4-mucprop-3-(3-prop-1H-mmpa3zon-1-um)0yTaHow | -4-ruAp OKCUITUTICPUANH-4 -1 } METHI )- 1 -
(4-Ppropdenun)-1H,4H,5H-tiupazomno| 3,4-d jmupumununa-4-on (1-542);
5-({1-[(3R)-4,4-mudrop-3-(3-drop-1H-nupazomn-1-un)0yranonn|-4-rugpokcununepuinH-4-ui  MeTui)- 1 -
(4-propdenun)-1H,4H,5H-tiupazomno| 3,4-d jmupumununa-4-on (1-543);
1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[4-(MupuanH-2-WIOKCH ) IUKIIOTEKCAHKAPOOHHJI | TUITEpUANH-4-1IT } Me-
n)-1H,4H,5H-upazono|[ 3,4-d jnupumunun-4-on (1-544);
1-(4-dpropdenun)-5-({4-runpoxcu-1-[(1s,4s)-4-(MMpruanH-2-UIOKCH)IIUKIOT €KCAaHKAPOOH W | TUTIEPH M H-
4-unymernn)-1H,4H,5SH-tupazomno[3,4-d[mupumunna-4-on (I-545);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(MUpUANH-2-UITOKCH )ITUKJIOT€KCAHKAPOOHII |TUTIepUANH-4 -
nn}metmn)-1H,4H,5H-tiupazono[ 3,4-d jrupumuauna-4-on (1-546);
1-(4-propdenmn)-5-({4-runpoxcu-1-[ 5-(MupuanH-2-UIOKCH ) TAPUINH-2 -KapOOHUII | TATIEPUIAH-4- 1T } Me-
tnn)-1H,4H,5H-mupazono[3,4-d|mupumuann-4-on (1-547);
1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(1 H-nmupazosn- 1 -ui)nukiorekcaHKapOOHWIT | THIIE U TTH-4 -
wi}metun)-1H,4H,5H-mupazono[3,4-d jnupumuaua-4-on (1-548);
1-(4-propdenun)-5-({4-ruapoxcu-1-[(1s,4s)-4-(1H-nmupa3zo:-1 -mi)muKI0OreKCaHKapOOHIJII | TUITe pUANH-4-
i} metmn)-1H,4H,5H-mupazono[3,4-d jnupumuaia-4-ox (1-549);
5-[(1-{2-xnop-4-[4-(munepuanH- 1 -kapOoHwu )P eHmT|0eH301 | -4-THAPOKCUTTHIIEPU I H-4 - 1T )MeTHIT |- 1 -
metmi-1H,4H,5H-nupazono| 3,4-d jmupumunun-4-ou (1-55);
1-(4-propdenmn)-5-{[4-runpokcu-1-(4-{2H,3H-mupazono[3,2-b][ 1,3 ]okcazo-7-1i } OSH3OMI ) TUTICPUTHH-
4-un|metun}-1H,4H,3H-tupazomno[3,4-d[mupumunna-4-on (I-550);
1-(4-propdenmn)-5-{[4-runpokcu-1-(4-{5H,6H,7H-mupazomno[3,2-b][ 1,3 Jokcasun-3-ni} OeH30MI ) THITEPH-
nmuH-4-wi|metmn } -1 H,4H,3H-mupa3zoino| 3,4-dJmupumuann-4-on (1-551);
1-(4-propdenmn)-5-{[4-runpokcu-1-(4-{4H,5H,6H,7H-tupa3zono[ 1,5-aJnupumMuaia-3 -1 } OEH30MIT) TTUTIE-
puaua-4-un |metnn ;-1 H,4H,5H-mupazono[ 3,4-dJmupumuann-4-on (1-552);
1-(4-dropdenun)-5-{[4-runpoxcu-1-(4-{4-merun-4H,5H,6H, 7H-nupasono|[ 1,5-a]mupumuaun-3-nmn } 6eH-
somn)nunepunuH-4-wi|metun § - 1H,4H,5SH-iupazono[ 3,4-d mupumunun-4-on (I-553);
5-{[1-(2-amuHO-4-x110pOCH30MI )-4-TUAPOKCUNTUTIEPUANH-4 -11 |[MeTh § -1 -(4-dpTopdennn)-1H,4H,5H-
nupa3zono|3,4-d jmupumunun-4-o (1-554);
1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[2-(MopdommH-4-mn)-1,3-0kcazoi-5-kapOOHMI | TUITEpUANH-4-1IT } Me-
tin)-1H,4H,5H-upazono| 3,4-d Jnupumuaun-4-on (1-555);
5-{[1-(5-umxonponwi-1,3,4-okcaana3on-2-kapOoHW)-4-ruApOoKCUTTHIIepUANH-4-1i1 |MeTwn § -1 -(4-drop-
dhennn)-1H,4H,3H-mupazono[ 3,4-dmupumunna-4-on (I-556);

-63 -



038204

5-{[1-(5-6en3un-1,3-okcazon-4-kapOoHui)-4-ruApoKcUnUnepuIuH-4-uiametnn | - 1 -(4-dpropdenun)-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-557);

1-(4-propdenmn)-5-[(1-{1-[(4-pTopdenmn)meTmn]|- 1 H-muppo-2-kapOoHu } -4-THIPOKCHITHIICPHTHH-4 -
nn)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuann-4-on (I-558);

5-[(1-{1-[(2,6-mudTopdennn)mernn]- 1 H-muppomn-2-kapOoHWI } -4-TUAPOKCHTTUTIEpU AU H-4 -1T)MEeTHIT |- 1 -(4-
dbropdennn)-1H,4H,5H-mmupazomno|3,4-dmupumunna-4-on (I-559);

5-{[4-ruapoxcu-1-(4-henoxcudenzonn)munepuaua-4-un | metun } - 1 -metmn-1H,4H, SH-upa3zoino| 3,4-d |-
pumuanH-4-0H (1-56);

1-(4-propdenun)-5-[(1-{1-[(3-Ppropdennmm)merun]-1 H-muppon-2-xkapOoHn } -4-TuApOKCUITATIEPUIHH-4 -
win)metwi|-1H,4H,SH-tiupazono[ 3,4-d [mupumunna-4-on (I-560);

1-(4-propdenun)-5-[(1-{1-[(2-dpropdernm)merun]-1 H-nuppon-2-xkapOoHnn } -4-TuApOKCUITATIEPUIHH-4 -
wn)metwin]-1H,4H,5H-nimpazono[ 3,4-dJmupumuaun-4-on (I-561);

1-(4-dpropdenun)-5-[(4-runpokcu-1-{4-[(1-merun-1H-nupaszon-4-uin)okcn |0SH30MI  TUNEpUANH-4-1IT)Me-
twi|-1H,4H,5H-upazonol[ 3,4-d Jnupumuaun-4-on (1-562);

1-(4-propdenmn)-5-[(4-ruapokcu-1-{4-[(5-meTun-1,2-okca301-3-11)OKCH |OCH3OMI § TATICPUITUH-4-HIT)Me-
tnn]-1H,4H,5H-mupazono[3,4-d |mupumuann-4-on (I-563);

1-[4-(4-propdenmn)penmn]-5- {[4-ruapokcu- 1 -(murmepasuH- 1 -kapOOHWIT) TUTIEPU T H-4-WIT [METHIT } -
1H,4H,5H-mmupazono[3,4-d|mupumuann-4-on (I-564);

N-[(1s,3s)-3-(4-{[1-(4-dTOopdhennn)-4-okco-1H,4H,5SH-mmupazono[ 3,4-d Jrupumuann-5-un |MeTwn } -4-
TUAPOKCUTTUTICPUINH- | -KapOOHWIT)ITUKI00y THI |potn-2-eHamu[ (1-568);

N-[(1S,3R)-3-(4-{[1-(4-pTopdenmn)-4-okco-1H,4H,SH-nmupazono[ 3,4-d jmupumuanH-5-w |me T } -4-
THAPOKCHIHUIIEPUANH- | -KapOOHIIT ) IUKIOoTIeHTII [Tpon-2-eHaMu (1-569);

5-({4-rugpoxcu-1-[(3R)-3-pennndyranonn|nunepunua-4-wm  metun)- 1 -metmi-1H,4H, SH-nmpazonol 3,4-
d]mupumunna-4-on (1-57);

N-[(1R,35)-3-(4-{[1-(4-pTopdenmn)-4-okco-1H,4H,SH-nmupazono| 3,4-d jmupumuanH-5-w |me T } -4-
TUAPOKCUTTUTIICPUINH- | -KapOoHWIT)ITuKIoeHTHI [iport-2-eHamuz (1-570);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(2R)-1-(mpor-2-eHoMIT)a3e T AWH-2-Kap OO HIJI |TUTICPUTITH-4 - 1T } Me-
tnn)-1H,4H,5H-mupazono[ 3,4-d|mupumuaun-4-on (1-574);

N-[(11,4r)-4-(4-{[1-(4-dTOopdenmn)-4-okco-1H,4H,5SH-nmpa3zono[ 3,4-d jmupumMunua-5-ni | MeTHa | -4-TH1I-
POKCUTTUIIEPUANH- | -KapOOHMI ) ITUKIoTeKCHI [ipot-2-eHamu (I-575);

N-[(1s,4s)-4-(4-{[1-(4-dTopdhennn)-4-okco-1H,4H,5SH-tmpazono[ 3,4-d jmupumMugua-5-1i |MeTw § -4-ruj-
POKCUIUIIEpHINH- | -kKapOOHMIT ) LIMKIIOTeKem Jnpon-2-eHamun (1-576);

N-[(1s,35)-3-[2-(4-{[1-(4-dTOpDHenmn)-4-okco-1H,4H,5SH-tupazono[ 3,4-d Jnupumuaun-5-mn|metwn § -4-
THAPOKCHIHUIIEPUANH- | -11)-2-0KCOITHII |uuKI00y THI | Tpot-2-uHamu g (1-578);

1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(2S)-2-meTun-1-(Ipor-2-eHoWIT)a3e TH I H-2 -KapOOHIJI | TUITEPUANH-
4-un}merun)-1H,4H,5H-tupazono[ 3,4-d [mupumunun-4-on (I-579);

1-6en3mi-5-( {4-runpokcu-1-[(3R)-3-pennndyranown | nunepuaun-4-wn } metnn)-1H,4H, SH-mpa3zonol 3,4-
d]jmapumuana-4-oH (I-58);

1-(4-propdenmn)-5-({4-runpokcu-1-[(2R)-2-meTnn- 1 -(mpomn-2-eHowmn)a3e TU AN H-2 -KapOOHIIT |TUTICp U T H-
4-un}metnn)-1H,4H,5SH-tupazomno[3,4-d[mupumunna-4-on (I-580);

N-[(11,3r)-3-(4-{[1-(4-dTOopdenmn)-4-okco-1H,4H,5SH-nmpa3zono[ 3,4-d jmupumMunua-5-1i1 |MeTHA | -4-THIT-
pOKCUNHUIEepUANH- | -KapOoHMI ) ITUKI00y TH |aeTamuy (1-582);

5-((1-(3-(aMmuHOMETHIT)OEH30MIT ) -4 -THAPOKCUITUTIEPU AUH-4 - 1T )Me T )- | -(4-propdenun)- 1 H-nupazo-
10[ 3,4-d[mupumunua-4(5SH)-on (I-585);

5-((1-(4-(1-(aMUHOMETHIT ) IUKIIOTIPOTIHIT ) OCH30 M ) -4 -TU P OKCUITATICpU AU H-4 -1 )Me T ) - 1 -(4-propde-
uun)-1H-mmupazono| 3,4-d Jmupumunna-4(SH)-ona runpoxmopun (1-586);

N-((1-(4-(4-((1-(4-propdennn)-4-okco-1 H-upazomno[ 3,4-d jrmpumuaus-5(4H)-um)metnin)-4-rugpokcunm-
nepuIrH- 1 -kapOoHmT)permn) unkiIonpom)Metui)aneramus (1-587);

N-metun-N-[(11,31)-3-(4-{[1-(4-pTopdenmn)-4-okco-1H,4H,5SH-tupazomno| 3,4-d [mupumuna-5-m | me-
THJ } -4-THIPOKCHITHITEPUANH- | -KapOOHU ) IUKII00y TvIT [Tiport-2-uHamus (1-589);

1-tpeT-0yTun-5-({4-runpoxcu-1-[(3R)-3-pernndyranown |nunepuauna-4-wi y metun)- 1 H,4H,SH-mupaso-
110[3,4-d|mupumuua-4-oH (I-59);

1-tpeT-0yTun-5-{[4-runpokcu-1-(4-penokcudenzomn) munepuaua-4-wi|metmn } -1 H,4H, SH-mpa3zoino[3,4-
d]jmapumuana-4-on (1-60);

N-metmi-N-[(1s,3s)-3-(4-{[ 1-(4-pTopdennn)-4-okco-1H,4H,5SH-tupazono| 3 ,4-d Jnupumuaua-5-un|me-
THI } -4 -TUIPOKCHITUIIEPUANH- | -KapOoH T ) K100y T | ipon-2-uHamu (1-600);

1-(4-dpropdenmn)-5-((4-runpokcu-1-(3-((3-ruapoxcn-3-MeTHIT-IUPPOIUIUH- | -HiT)MeTHIT) OCH30MIT ) THTIE -
puauH-4-mwn)metun)- 1 H-mupasonol 3,4-d Jnupumuauna-4(SH)-on (1-601);

1-(4-dropdenun)-5-[(4-runpokcu-1-{3-[ 1-(muppoauaus- 1 -11)aTrin|OeH30MI } TUITEPUANH-4-HIT)METHIT |-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumunaua-4-oH (1-602);

5-([1-[(5-6en3un-1H-mupazon-4-mi)kapOooHmn | -4-ruipoKcununepuanH-4-wi |MeTuin )- 1 -(4-dpTophenmn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-603);
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1-(4-propdenun)-5-{[4-runpoxcu-1-(4-{5-merun-2,5-nuazadbuiukino|2.2. 1 Jrenran-2-un } GeH30MIT)IHIIE-
punun-4-wi | metun } -1 H,4H, SH-mupa3zono[ 3,4-d Jnupumunua-4-on (1-604);

1-(4-propdenmn)-5-((4-ruapokcu-1-(4-(1 -meTrmmunepunua-4-mn ) 0eH30 T ) TunepuIuH-4-m)MeTn)- 1 H-
nupazono|3,4-dmupumunua-4 (SH)-on (I-605);

1-(4-propdenmn)-5-[(4-ruapokcu- 1 -[[4-(4-meTrnmunepa3uH- 1 -ui ) peHII |KapOOH W | TATIEpUINH-4- 1T )Me-
tnn]-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (I-606);

1-(4-propdenmn)-5-{[4-runpokcu-1-(4- {okTaruapo- 1 H-mupumo[ 1,2-a]mumnepa3nH-2-ui } OEH30UI ) TUTIEPH-
nmuH-4-wi|metmn ) -1H,4H,SH-mupa3ono| 3,4-dJmupumunann-4-on (1-607);

5-[(1-{4-[(9aR)-okraruapo-1 H-mupuno[ 1,2-aJmunepasut-2-ui |0 H30MI } -4-THIPOKCUTTHIICPHTUH-4 -
wn)metwi|-1-(4-dpropdennn)-1H,4H,5SH-upazono[3,4-dmupumuaun-4-on (1-608);

5-[(1-{4-[(9aS)-okrarunpo-1H-mmpunol[ 1,2-a]Jnunepasun-2-ni|6eH30mn } -4-ruApOKCUITUTIEPHIH-4 -
wn)metwi|-1-(4-dpropdennn)-1H,4H,5SH-upazonol[3,4-dmupumuaun-4-on (1-609);

5-({4-runpoxcu-1-[(3R)-3-pennndyranonn|nunepunua-4-wmi } Metuin)- 1 -(nponan-2-wun)-1H,4H,5H-
npasono|3,4-djnupumunnn-4-on (1-61);

1-(4-propdennn)-5-[ (4-ruapokcu- 1 -[[4-(UpuAHH-2-UIOKCH ) TUTIEPUINH- | -11 | Kap OOHMN |mrmepuInH-4 -
un)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuaun-4-on (1-610);

5-((1-(4-(5,6-muruaponuppoio| 3,4-c Jmupazon- 1 (4H)-um)0eH30m)-4-ruAp OKC TP U TMH-4 -FIT ) ME T ) -
1-(4-dropdennn)-1H-mupazono[ 3,4-d Jmupumuaua-4(SH)-ou (1-611);

1-(4-propdenmn)-5-[ (4-ruapokcu-1-{4-[4-(ruapokcumeTtn)- | H-mupazon-1-wn|0eH3onn } munepunH-4-
nn)mernn|-1H,4H,5H-mupazono[3,4-d|mupumuana-4-on (1-612);

5-((1-(4-(4-(amunomernin)-1 H-tupazon- 1 -um)6en30mi)-4 -ruipOKCHITHITE pUANH-4- 1T )MeTHI) - 1 -(4-¢dTOp-
(enmn)-1H-mmupazono[3,4-d jnupumuaua-4(SH)-on (I-613);

1-(4-dropdenun)-5-(1-[4-runpokcu-1-[(4-meTokcudennn)kapoornn | nunepuua-4-wi|>tun)-1H,4H,5H-
npasono|3,4-dmupumunnn-4-on (1-614);

1-(4-dropdenun)-5-(1-[4-runpokcu-1-[(4-meTokcudenmn)kapoonnn | munepuua-4-wi|>tun)-1H,4H,5H-
nupazodno|3,4-d|mupumunua-4-on (I-615);

5-(1-(1-(3-(amumHOMETHIT)OEH3 O M )-4 -THAPOKCUTIATIEPU AN H-4-11)9 T )- | -(4-dTopdhennn)- 1 H-nupaso-
110[3,4-dmupumunua-4(5SH)-ona ruapoxnopun (I-616);

5-[(4-rumpokcurunepuant-4-uin)metnn] - 1 -(4-meroxcudennn)- 1 H,4H,5H-mupazono[ 3,4-d mupumuua-4-
oH (I-617);

4-runpoxcu-4-[[ 1-(4-merokcudennn)-4-okco-1H,4H,5SH-tmpazono[ 3,4-d Jrupumuaua-5-wun |metrn |-N,N-
JTUMETHIIUNepuanH- 1 -kapookcamun (1-618);

4-runpokcu-4-[[ 1-(4-runpokcudenmn)-4-oxco-1H,4H,SH-tmupazono| 3,4-d Jmupumunua-5-wn [ metuin |-N,N-
JTUMETIIUNepuanH- 1 -kapookcamun (1-619);

5-{[4-runpoxcu-1-(4-penokcndbenzomwn)nunepuant-4-unmerui } -1 -(mponan-2-uin)-1H,4H, SH-impaszo-
10[ 3,4-d[mupumunna-4-oH (I-62);

5-{[1-(4-propbenzonn)-4-runpoxcunumnepuaut-4-uin|metnn } - 1 -(4-metoxcudenmn)-1H,4H,5SH-impaszo-
110[3,4-d|mupumuua-4-oH (1-620);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmi |metwn } - 1 -(3-metokcudennn)- 1 H,4H,SH-mupazo-
10[3,4-d|mupumuua-4-oH (1-621);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuarna-4-wmi |metwn } - 1 -(4-rugpoxcudenmn)- 1 H,4H,5H-tupazo-
110[3,4-d|mupumuua-4-oH (1-622);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mwi|mern } - 1 -(3-runpoxcndennn)-1H,4H,SH-upazo-
10[ 3,4-d[mupumuua-4-oH (1-623);

5-(1-(1-(4-dTopbenzomn)-4-runporcununepuant-4-mi)atun)- 1 -(4-meroxcudennn)- 1 H-nmupazono[3,4-
dmupumunnn-4(SH)-on (1-624);

5-{1-[4-runpokcu-1-(4-meToxkcuOeH30MI ) TUIIepU AUH-4-11 | 3THI | -1 -(4-MeTokcndenwn)-1H,4H, SH-mpa-
30710[3,4-dJmupumunun-4-on (1-625);

1-(3-6pom-4-hropdernn)-5-{[1-(4-bTopOberzonn)-4-ruapokcununepunrt-4-wimerun } - | H,4H,SH-m-
pazouno|[3,4-dJmupumuann-4-ou (1-626);

1-(4-dprop-3-merokcudennn)-5-{[ 1-(4-pTopdbenzonn)-4-ruapokcununepuaua-4-wi |metwn } -1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (1-627);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuaua-4-wmi |Metwi } - 1 -(6-propmmpuann-3-un)-1H,4H,SH-upa-
30110 3,4-dJmupumunua-4-oH (1-628);

5-{[1-(2-unknonpomnui-1,3-okcazon-5-kapOoHmI)-4-THAPOKCUITUIIEPUTUH-4- 11 [MeTHI } - 1 -(4-1UKITOTIpO-
mndenwnn)-1H,4H,5H-nupazono| 3,4-d|nupumunnn-4-on (1-629);

5-({4-rugpoxcu-1-[(3R)-3-pennnOyranonn|nunepunna-4-ui } Metwin)-3-metni- 1 -penun-1H,4H, SH-nmpa-
30710[ 3,4-d Jmupumuua-4-ox (1-63);

1-(4-6pomdennin)-5-[(1-uuknonponankapOooHmI-4-ruapokcununepunua-4-mn)meruin]-1H,4H, SH-mmpa-
303710[ 3,4-d Jmupumunun-4-on (I-630);

1-(3-6pom-4-xstopdennn)-5-[ (1 -nukmonponankapOoHII-4-THIpoKcuTHIIepuanH-4-mn)metnn |- 1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-631);
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1-(4-¢drop-3-runpoxcudenun)-5-([ 1-[(4-propdennn)kapOoHn |-4-rHAPOKCUITHITEPUANH-4-1IT [METHII ) -
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-632);

5-[(1-mukonponankapOOHMIT-4-THAPOKCUTTUTIEpUANH-4-T)MeTHI |- 1 -[4-hTop-3-(3-MeTOKCH-3-MeTHII-
nupposmauH- 1 -wn)penmn|-1H,4H,5H-mupazono[ 3,4-dJmupumunua-4-on (1-633);

5-((1-6en3oun-4-ruapoKkcUnUIepuInH-4-un)MeTun)- 1 -(4-dprop-3-(4-metnnmurnepasus- 1 -wn)hennn)-1 H-
nupazono|3,4-d|mupumunua-4(5SH)-ou (I-634);

1-(3-amun0-4-pTophennn)-5-([1-[(4-dTopdenmn)kapOooHN |-4-TrUAPOKCUTTUTICP U TMH-4-FJT [METHIT )-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-635);

5-[(1-uuknonponankapOOHUI-4-rHaApoKcHnHIepuaAnH-4-mn)Meti] - 1-[4-dpTop-3-(3-ruapokcu-3-meTni-
nuppoiuauH-1-wn)pennn]-1H,4H,5H-mupazono[3,4-dmupumuana-4-on (1-636);

5-[(1-nuknonpomnankapOoHUI-4-ruapokcununepuanH-4-mn)mern] -1 - {4-prop-3-[(3S)-3-runpokcu-3-
MeTwnuppoauua- 1 -uin|dpennn } -1H,4H,5H-nmupasono| 3,4-d [nupumunnn-4-on (1-637);

5-[(1-nuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)merun] -1 - {4-gprop-3-[(3R)-3-runpokcu-3-
MeTwnmuppoauue- 1 -uin|dpennn } -1H,4H,5H-nupasono| 3,4-d [nupumunnn-4-on (1-638);

1-[4-drop-3-(Mopdomun-4-mn)penmt]-5-{[ 1 -(4-bropOeH30m)-4-THIPOKCUITHTICPUTHH-4-HJT |[METHI | -
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (1-639);

5-{[4-ruapoxcu-1-(4-henoxcudeH3oun ) mumnepuaAnH-4-ui | MeTun } -3-metui- 1 -pernn- 1 H,4H,SH-tupazo-
7110[3,4-d|mupumuua-4-oH (1-64);

1-(4-dprop-3-(runpoxcumeTtn ) hermn)-5-((1-(4-pTopdbenzonn)-4-ruaporkcununepuauH-4-min)meTmn)- 1 H-
nupazono|3,4-dmupumunua-4 (SH)-on (I-640);

5-({1-[4-(nudpropmeTOoKCcH)OeH30MI|-4-THApOKCHITHITEpUANH-4-11 } MeTi)- 1 -[4-dTop-3-(Tuapokcume-
i) denwn]-1H,4H,SH-mupa3zomno[ 3,4-d jnupumuua-4-on (1-641);

1-[4-¢drop-3-(runpoxcumernn)pennn]-5-({4-runpokcu- 1 -[4-(mupuanH-2-NIIOKCH)OSH30WIT |THIIEPUTUH-4 -
wi ymetnn)-1H,4H,5H-mupazono[3,4-dmupumuana-4-on (1-642);

1-(6budenun-4-nn)-5-((4-rugpoxcu-1-(2-mophonrHoOKCa301-5-KapOoHWIT) THNEpUIUH-4-11)MeThi)- 1 H-
nupazono[3,4-d|mupumunua-4(5SH)-on (I-643);

5-({1-[4,4-muprop-3-(1 H-ttmpazosn-1-un)0yTanown|-4-ruip oKCUumnepuana-4-wmi y Metnn)- 1 -(4-bernnde-
uun)-1H,4H,5H-tupazono[3,4-dJmupumunua-4-on (1-644);

5-({1-[(3R)-4,4-nmudpTop-3-(1 H-tmpazon- 1 -un)OyTanonn | -4-ruipokcunumnepuainH-4-mi y Metnn)- 1 -(4-de-
aundennn)- 1H,4H,5H-tiupazono[ 3,4-d Jmupumuann-4-ou (1-645);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupa3zon-1-na)0yTaHO M | -4-THIPOKCUTTHITC U AMH-4-111 } Me T ) - 1 -(4-(he-
Hundenwmn)-1H,4H,5H-nupazono| 3,4-d|nupumunnn-4-on (1-646);

5-({4-runpoxcu-1-[3-(1H-nupazon-1-un)0yranomn | nunepuua-4-wmi  Metun)- 1 -(4-penundenmn)-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-648);

5-({4-runpoxcu-1-[(3S)-3-(1H-nupazon-1-wr)0yranown \nunepuaua-4-ui } MeTin)- 1 -(4-pennndennn)-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-649);

1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(3R)-3-bpennnOyranown | nunepunna-4-un ymetwn)-1H,4H,5SH-ru-
pazouno|[3,4-dJmupumuann-4-ou (1-65);

5-({4-ruapoxcu-1-[(3R)-3-(1H-mmupazon-1-wmm)oyranonn Jnunepuana-4-un } MeTin)- 1 -(4-pennndenmr)-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (I-650);

1-[4-(4-propdenmn)penmn]-5-({4-ruapokcu-1-[3-(1H-mupazon-1-wmm)0yTaHOWN | TUTIepUTHH-4-1J } METHIT )~
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (1-652);

1-[4-(4-propdennm)pennn]-5-({4-runpokcu-1-[(3R)-3-(1H-nupazon-1-mn)0yranousn munepuant-4-
wi}metmn)-1H,4H,5H-mupazono[3,4-d jnupumuauna-4-on (1-653);

1-[4-(4-dpropdennn)pennn]-5-({4-runpokcu-1-[(3S)-3-(1H-mupazo:n-1-wm)0yranows | nunepuanH-4-
wi}metmn)-1H,4H,5H-mupazono[3,4-d jnupumuauna-4-on (1-654);

4-([1-[4-(4-dTopdenmn)denmn |-4-okco-1H,4H,SH-mupazono[ 3,4-d [mupumMuiuH-5-1i | Me T ) -4-THIPOKCH-
N-merunmnunepunus-1-kapooxcamun (1-655);

5-((1-(1-axpumomnazeTHAUH-2 -KapOOHWIT )-4 -THIPOKCUITHITCPUANH-4-1T )MeTHN ) - | -(Oudenmn-4-nn)-1H-
nupazono|3,4-d|mupumunua-4(5SH)-ou (I-657);

N-[(1r,3r)-3-(4-ruapokcu-4-{[4-okco-1-(4-penmndennn)-1H,4H,SH-upa3zoino[3,4-d jrupumunua-5-
W |MeTH } TUHepraIrH- | -kapOoHMI) K100y v |por-2-uHamu (1-658);

5-({4-ruapoxcu-1-[(2S)-2-meTwi- 1 -(pon-2-eHonT )a3e THINH-2 -KapOOH W | TUTIEpU TN H-4 -1 } MeTHI )- 1 -(4-
dbenundenwmn)-1H,4H,5H-mupazono[ 3,4-d Jnupumuann-4-on (1-659);

1-(4-dpropdenun)-5-{[4-runpoxcu-1-(4-penokcndoenzomwn)nunepuani-4-wn | metun } -1 H,4H,5H-mupazo-
110[ 3,4-dmupumunua-4-0H (I-66);

5-({4-rugpoxcu-1-[(2R)-2-meTui-1-(pon-2-eHOMIT)a3e THINH- 2 -KapOOHWI | nuTIepuAnH-4-111 } Me T )- 1 -(4-
¢dennndennn)-1H,4H,SH-mpazono| 3,4-djnrupumuaun-4-on (1-660);

MUPPOIHINH-3-HIMeTHI  4-Tuapokcu-4-{[4-okco-1-(4-penundennn)-1H,4H,5H-nupazono[3,4-dmupumn-
JIMH-5-W1JI|MEeTWI } TUnepuanH- 1 -kapookcunat (I-661);

N-(4-dbroprmpponunua-3-mn)-4-runpokcu-4- {[4-okco-1-(4-pernndenmn)-1H,4H,5H-mupazono[ 3,4-d|mu-
PUMUIMH-5-HJ |METHI } TUTIepuInH- | -kapOokcamu (1-662);

- 66 -



038204

N-[(3R)-4-¢Topriupponunus-3-uin]-4-runpokcu-4- {[4-oxco-1-(4-penundennn)-1H,4H,5SH-nupazono| 3,4-
d]nupumuuH-5-un]MeTr } munepuIuH- 1 -kapookcamun (1-663);

N-[(3S)-4-bToprupponuaun-3-mi]-4-ruapokcu-4- { [4-okco-1-(4-bennndenwn)- 1 H,4H,5SH-mmupa3zono[3,4-
d]mupumMuanH-5-niaMeTra } iunepuauH- 1 -kapookcamu (1-664);

5-((1-6en3oun-4-ruapoKkCcUnUIepuInH-4-un)MeTrn)- 1 -(2-(rugpokcumetnn )ond ennn-4-mn)- | H-mupaso-
110[3,4-d]mupumuua-4(5H)-on (I-665);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEpUINH-4 -1 )MeTh |- 1 -[ 3-(Tuapokcumetnn )-4-pernnde-
wwn]-1H,4H,5H-mupazono[3,4-dJmupumunua-4-on (I-666);

5-([4-runpokcu-1-[ (MopQoauH-4-111)Kap OO HWI |TUITEe pUIUH-4- 1T |[MeTHI ) - | -[ 3-(THIpOKCUME TN ) -4 - (e HII-
tenmn]-1H,4H,5H-mupazono| 3,4-d jmupumunia-4-ox (1-667);

1-[3-(amuHOMeTHN)-4-Pernndenm]-5-[ (1 -uukaonponankapOOHMII-4-THIPOKCHITUITCPUANH-4-NIT)METHIT |-
1H,4H,5H-ttmpa3zomno|3,4-d jmupumuaua-4-oH (1-668);

5-[(1-uuknonponankapOOHUI-4-ruapoKcHnunepuAnH-4-mn)MeTi] - 1 - {3-[ (numetnnamuHo )MeTwi | -4-de-
Hundenwn }-1H,4H,SH-impazono[ 3,4-dJrupumunaun-4-on (1-669);

5-({4-ruapoxcu-1-[(3R)-3-bennnOyranonin | munepunun-4-ui  MeTn)- 1 -[ 3-(tpudropmern)hennn] -
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-ox (I-67);

5-([1-[(4-pTopdenmn)kapOooHmI | -4-TUIPOKCUTTHTIEpUANH-4 -1 |[MeTHN )- 1 -(4-[[ 2-(iponaH-2-MIT0K-
cu)atun]amuso |perwn)- 1 H,4H,5SH-mmupa3zosno|[ 3,4-d jmupumuann-4-ou (1-670);

5-[(1-6en3oun-4-ruapokcunurepuant-4-uin)Metnin|- 1 -(4-{[2-(npormaH-2-UI0KCH ) THII |aMUHO } (peHIIT)-
1H,4H,5H-mmupazono[3,4-d|mupumuaun-4-on (I-671);

5-([4-runpokcu-1-[(4-metmndenmn)kapOoHuUI [munepuanH-4 -1 |MeTi)- 1 -[4-[4-(2-ruapokcudTokcu )- 1 H-
npason-1-un]pennn]-1H,4H,SH-upazono[ 3,4-d Jnupumuaun-4-ou (1-672);

5-{[1-(4-propbenzonn)-4-runpoxcununepuua-4-mi|mernn } -1 -[4-(3-merun-1H-1,2,4-tpuazosn-1-ni)de-
uun|-1H,4H,5H-mupazono| 3,4-d Jrupumuaun-4-ou (1-673);

5-((1-(uuxItonponankapOOHMI )-4-rHAPOKCHIHITEpUANH-4-T)MeTH) - 1 -(2'-(2-(ANMe THIIaMHHO )3 THIIAMH -
HO)Oudenmn-4-un)-1 H-mupazono[ 3,4-d Jrupumuaun-4(SH)-on (1-674);

5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEpUINH-4 -1 )MeTHI |- | -[4-[4-(upponuanH-3-unokcu ) pe-
aun|dennn]-1H,4H,5H-mupazoino| 3,4-dJmupumunun-4-on (I-675);

5-[(1-mmuKonponankapOOHMIT-4-TH AP OKCUTTUTIEpU U H-4-T)METHI |- 1 -(4- {4-[ 2-(TUMETHIIaMUHO ) TOKCH | -
3-propdennn } pernn)-1H,4H,5SH-upazosnol 3,4-djmupumunnn-4-on (1-676);

5-[(1-mmuKonmponankapOOHMIT-4-THAPOKCUTTUTIEpU U H-4-T)METHI |- | -(4-{ 2-[ 2-(TUMETHIIaMUHO ) 9TOK-
cu|pennn} pennn)-1H,4H,5H-mpazono[ 3,4-d jnupumuaun-4-on (1-677);

5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metiin] - 1-(4-[4-[ (1-meTuanuppommanH-3-
nn)okcu | pernn|pennn)-1H,4H,5H-nupazono| 3,4-dmupumuana-4-on (1-678);

5-[(1-uuknonponankapOoHUI-4-ruapokcununepuanH-4-mn)metin] - 1-[4-(4- {[(3R)-1-meTnnmupponuus-
3-mi|okcu } pennn)denun]-1H,4H,5H-mupazono| 3,4-d Jmupumuaia-4-on (1-679);

5-({4-rugpoxcu-1-[(3R)-3-pennndyranonn|nunepunua-4-mn y Metwn)- 1 -(4-metundennn)-1H,4H,SH-nu-
pazouno|[3,4-dJmupumuauna-4-ou (1-68);

5-[(1-mmukonponankapOOHMI-4-TUApOKCUTTUTIEpUANH-4-IT)Me T |- 1 -[4-(4-{[(3S)- | -MeTunmuppoauInH-
3-un]okcu} perwmn)dennn]-1H,4H,5SH-mupazono[3,4-dmupumunua-4-on (1-680);

5-((1-(umuxtonponaHKkapOOHWIT )-4-THIPOKCUTTHIIEpUAHH-4-1n )MeTnn)- 1 -(4-(1-(2,2-nud ropaTron) mumnepu-
nmuH-4-mn)hennn)- 1 H-nmupaszono| 3,4-dmupumunna-4(5H)-on (I-681);

4-runpokcu-N,N-nnmerun-4-( { 1-[4-(okcan-4-un)denun]-4-okco-1H,4H,5H-nnpazono[ 3,4-d Jnupumu -
5-un}merun)munepuauH- 1 -kapooxcamuy (1-682);

4-[(1-{4-[1-(2,2-mudTopaTrm)nunepunun-4-wmi] pennn } -4-oxco-1H,4H,5SH-nupazono| 3,4-d [nupumuinn-5-
wn)MeTwi|-4-runpokcu-N,N-muMeTuianunepuus- 1 -kapookcamun (1-683);

5-[(1-uuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)metii] - 1-(4-{6-[(3S)-3-(MeTunamMuHO )Iuppo-
i uH- 1 -wi mupuaua-3-un } pennn)-1H,4H,5SH-mupasomno| 3,4-d jnupumuauna-4-on (1-684);

5-((1-(umuxtoniponaHKapOOHWIT )-4-THIPOKCUTTHTICPUAHH-4-1 )MeThN )- | -(4-(6-(3-(MEeTHIaMHUHO ) ITUPPOJTH-
nuH- 1 -wn)nupunuH-3-wi)dennn)- 1 H-nmupa3zono| 3,4-dJmupumunna-4(5SH)-on (1-685);

5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTATIEpUANH-4-In)MeTh |- 1 -(4-{6-[ (3S)-3-ruapokcumuppoim-
nuH- 1 -t |mupunua-3-wi} perwn)- 1 H,4H,5H-tupazono[ 3,4-d Jmupumuaua-4-on (1-686);

5-[(1-mmuknonponankapOOHMI-4-TUApOKCUTTATIEpUInH-4-un)MeTh |- 1 -(4-{6-[ (3R)-3-ruapokcunupposm-
nH- 1 -wn |mupunua-3-wi} derwn)- 1 H,4H,5H-tupazono[ 3,4-d Jmupumuauna-4-ou (1-687);

5-[(1-uuknaonponankapOOHUI-4-THAPOKCUTTHITCPUIUH-4-11)MeTH | - 1 -(4- {4-[ 3-(METUIIaMITHO ) TUPPOITH-
1uH-1-ni|dennn} penwn)-1H,4H,5SH-upazono[3,4-d Jnupumuaun-4-on (1-688);

5-[(1-uuknonpomnankapOoHUI-4-ruapokcununepuanH-4-mn)merin] - 1-(4-{4-[(3S)-3-(meTmnamuHO )iup-
pomunus-1-un|denun} pennn)-1H,4H,SH-tupazono[ 3,4-d mupumunun-4-on (I-689);

5-{[4-runpoxcu-1-(4-penoxcndbenzonn)nunepuaut-4-un|merun | -1 -(4-metundenun)-1H,4H,5SH-mpazo-
110[ 3,4-d[mupumunua-4-0oH (I-69);

5-[(1-mmukonponankapOOHMI-4-TUApOKCUTTUTIEpUANH-4-mT)Me T |- 1 -(4-{4-[ (3R)-3-(MeTUIaMIHO )TUPPO-
muauH- 1 -un | penwn } pennn)-1H,4H,SH-mupa3z oo 3,4-d jmupumunnn-4-on (1-690);
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1-[4-[3-(3-amuHOOKCeTaH-3 -1im) herm | perni|-5-[ (1 -auxionponankapOOHUI-4-TUAPOKCUITUIIEPH I H-4 -
win)metwin]-1H,4H,5H-impazono[ 3,4-dJmupumuaun-4-on (1-691);

5-([1-[(4-pTopdenmn)kapOooHmI |-4-THIpOKCUTTHTTIEPUANH-4-1J |[MeTHN )- 1 -[4-[ (1 -MeTrIa3e TH I H-3 -1IT) OK-
cu]penmn]-1H,4H,5H-tupazono[ 3,4-d Jmupumuaun-4-ou (1-692);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuanH-4-mi |MeTwi } - 1 - {4-[ (4-pTopokcan-4-un)meTokcu|pe-
uaun}-1H,4H,5H-ttmpazonol 3,4-d Jrupumuaun-4-on (1-693);

1-{4-[(4,4-mudToprKIOTeKCHIT)OKCH |peHmIT } -5- {[ 1-(4-PTOopOeH30MN )-4-THAPOKCUTTUTICpUTUH-4 -1 |Me-
tnn}-1H,4H,5H-ttupazono[ 3,4-d Jnupumuann-4-on (1-694);

5-[(1-nuknonponankapOOHUI-4-rHAPOKCHIHIIEpUANH-4-1T)MeTHI |- 1 - {4-[ (4,4- 11 TOPIMKIOT €KCHIT ) OK-
cu]denwmn}-1H,4H,5H-ntupaszomno[3,4-dJmupumuann-4-on (1-695);

5-{[1-(4-propbenzomn)-4-runpoxcununepuaut-4-min|meTni | - 1 - {4-[(1-pTopuuKI00y THIT) METOKCH | (he-
uun}-1H,4H,SH-niupasono[ 3,4-d [mupumunua-4-on (1-696);

1-(4-(4,4-mudTopruKnorekcmokcn)penun)-5-((4-ruapokcu- 1 -(4-mMeTunnunepasu- 1 -kapOooHWIT ) T NIepH-
muH-4-nn)metnn)- 1 H-mupazoino| 3,4-djmupumunun-4(5SH)-on (1-697);

5-((1-(umxToniponaHKapOOHWIT )-4-THIPOKCUTTHIIEPUANH-4-1iT ) MeTHN )- | -(2-(umniepa3un- 1 -mm) ond e Hrn-4-
nn)-1H-upazono|3,4-dJmupumunun-4(5H)-on (1-698);

5-{[1-(2-mmxonponmi-1,3-0kca3oi-5-kapOoHWI)-4-THIPOKCUTTHITCPUANH-4-1J1 |[MeTh } - 1 -[4-(4,4-mudTop-
nmunepuauH- 1 -wr)dennn]-1H,4H,5SH-mupazono[ 3,4-dmupumunna-4-on (I-699);

5-({4-ruapoxcu-1-[(3R)-3-bennnOyranonn munepunaut-4-ui } MeTwn)- 1 -(mapuaun-2-un)- 1 H,4H,5SH-mmpa-
30110 3,4-d]mupumunua-4-oH (I-70);

1-[4-(4,4-mudTopnunepuans- 1 -wn)penun]-5- {[4-rugpokcu- 1 -(4-meTrndOeH30MT ) IUNIepUANH-4- 1T | Me-
i} -1H,4H,5H-mupazono| 3,4-d jnupumuaun-4-ou (1-700);

1-[3-xn0p-4-(4-MeTunnunepasut- 1 -mn)pennn]-5-[ (1 -muxnonponankapOoHWIT-4-TUAPOKCUITUTIIEPUIHH-4 -
wn)metwi]-1H,4H,5H-nimpazono[ 3,4-dJmrupumuaun-4-oun (1-701);

5-[(1-uuknonponankapOOHUI-4-ruapoKcHnunepuanH-4-m)MeTri| - 1 -[ 3-(MopdonnH-4-nn)-4-pennnde-
wawn]-1H,4H,5H-mupazono[3,4-dJmupumunun-4-on (1-702);

5-([1-[(4-pTopdenmn)kapOooH|-4-ruapokcUnunepuanH-4-ui |Metrn)- 1 -(1 -metun- 1 H-mupazon-4-wmn)-
1H,4H,5H-mmupazono[3,4-d|mupumuaua-4-on (I-703);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-un |metun } - 1 -(1-bennn- 1 H-nmupazon-4-un)-1H,4H,5H-
nupazono|3,4-d|mupumunua-4-ou (I-704);

1-(1-mukonponui- | H-mupazon-4-wm)-5-({ 1-[4-(mudTopMeTOKCH )0 H30MI |-4-THIPOKCHITHITC P THH-4 -
wi}metmn)-1H,4H,5H-mmpazono|[3,4-d Jnupumuauna-4-on (1-705);

4-((7-(4-dbropdenmn)-4-okco-6-hermn-4H-muppono[ 2,3-d [mupumunns-3(7H)-mn)metrin ) -4-ru ipoKcu-
N,N-gumernnmunepuaun- 1-kapooxcamun (1-706);

1-[4-(anmeTnnamuno)pernn]-5-([ 1-[(4-dTopdhennn)kapOoHwI | -4-THIPOKCUITUIIEPUANH-4-1IT |METHIT ) -
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-ou (1-707);

5-{[4-runpoxcu-1-(4-penoxcndbenzonn)nunepuuH-4-mn|metun | - 1 -(mupuann-2-un)-1H,4H,5H-nupa-
30110 3,4-d]mupumunua-4-o1 (I-71);

1-(4-(1H-1,2,3-tpuazon-1-un)pennn)-5-((1-(4-bropoeH30m)-4-THIAPOKCHITATICPU TMH-4-1T )MeTr )- | H-
nupazono|3,4-d|mupumunua-4(SH)-on (I-711);

5-{[1-(4-pTopbenzonn)-4-ruapoxcunumnepuaua-4-un | metwn } - 1 -[4-(5-meTnin-1,3,4-okcaauazon-2-mi)de-
uawn]-1H,4H,5H-mupazono[3,4-dJmupumunun-4-on (I-712);

5-([1-[(4-propdennn)kapOonni]-4-runpokcunumnepuauH-4-mi | MeTri)- 1 -[4-(1 -rugpoKCHIUKIIONPO-
) penwn|-1H,4H,SH-tupazono[ 3,4-dJmupumunua-4-on (1-713);

5-{[(3R,4R)-1-6en30m1-3-pTOp-4-TUApOKCUTTUTIEpUANH-4 -1 |[MeT § - 1 -penmn-1 H,4H,5H-mupazonol 3,4-
d]mupumunna-4-oH (I-716);

5-{[(3S,4R)-1-6en30m1-3-pTOp-4-rUnpoxcununepuanH-4-mn|merun } - 1 -pennn-1H,4H,5SH-nupaso:nol[ 3,4-
d]mupumunna-4-oH (I-717);

1-(4-propdenmn)-5-((4-ruapokcu-1-(4-((1-metun- 1 H-iupazomn-3-mr)okcH ) 0e H30 M) TUTIEpUITH-4- T )Me-
tnn)- 1 H-upaszono|3,4-dJmupumunun-4(5SH)-ou (I-719);

5-({4-ruapoxcu-1-[(3R)-3-bennnOyranonn |munepunna-4-wn } MmeTwn)- 1 -gperwn- 1 H,4H,5H-mupazomno[3,4-
djmapumuana-4-on (1-72);

5-(1-(1-(4-dropOen3omi)-4-TUIPOKCHITHITIEPUANH-4-11T ) -2 -TUAPOKCUAITHN )- | -(4-pTOophenwn)- 1 H-mupazo-
10[3,4-d]mupumuua-4(5H)-on (I-720);

8-((1-(4-¢propdennn)-4-okco-1,4-murunpo-SH-nmupazosno| 3,4-d jmupumMunus-5-1m)MeTI)-8-THAPOKCH-
okraruapo-4H-xunonnznH-4-o1 (I-721);

1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-MeTOKCHIIMKIIOT €KCAHKAPOOHWII |TUTIE P ITH-4 -FJT } METHIT )-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaun-4-ou (1-722);

4-(4-{[1-(4-dpropdenmn)-4-okco-1H,4H,5H-ntmpazosno| 3,4-djiupumuaus-5-un|meTnn } -4-TuApOKCUITH-
nepuauH-1-xkapoonnn)-1,6-tuan-1,1-nuon (I-723);

1-(4-propdenmn)-5-{[4-runpokcu-1-(4,5,6,7-rerparuapo- 1 H-unnazon-6-xapOoHWI ) U pUITH-4- 111 | Me-
tun}-1H,4H,5H-ttupazono[ 3,4-d Jnupumuann-4-on (1-724);

- 68 -



038204

1-(4-dpropdenun)-5-{[4-rugpokcu-1-(1-merun-4,5,6,7-rerparunpo-1 H-unnazon-6-kapOoHWI) TUIEpUINH-
4-un|merun }-1H,4H,5H-tupazono[ 3,4-d [mupumunun-4-on (I-725);
5-{[1-(1-uuxnonponwi- 1 H-nmupa3zon-4-kapOoouui)-4-ruapokcununepuaua-4-wmi |metw § - 1 -(4-propde-
uun)-1H,4H,5H-mupazono[ 3,4-dJmupumunun-4-on (1-726);
1-(4-propdenmn)-5-({4-rumpokcu-1-[(1r,4r)-4-(1-meTrn- 1 H-mupazon-4-win)ukiorekcaHkapOOHUII | THTIe-
puaua-4-un }metun)- 1 H,4H,5H-mupazono[ 3,4-dJmupumuann-4-ou (1-727);
1-(4-propdenmn)-5-({4-runpokcu-1-[(1s,4s)-4-(1-meTmi- 1 H-nmupazon-4-min) uKIoreKcaHKkapOOHUII | TTHITe-
puaua-4-un }metun)- 1 H,4H,5H-mupazono[ 3,4-dJmupumuana-4-on (1-728);
5-{[4-runpoxcu-1-(4-penoxcndenzonn)nunepuua-4-mi|metnn } -1 -pennn-1H,4H, SH-mpazono[ 3,4-dJmu-
pumuanH-4-oH (1-73);
5-({1-[(3R)-3-(3-xnop-1H-nupazon-1-nn)-4,4-nupTopOyTanons|-4-ruipOKCUITUIIEPUANH-4-1IT } METHIT)- 1 -
(4-Ppropdenun)-1H,4H,5H-tiupazomno| 3,4-d jmupumununa-4-on (1-731);
5-({1-[(3S)-3-(3-x10p-1H-mmupazon-1-un)-4,4-nudpropodyranonn|-4-rugpokcunumneputuH-4-un  MeTi)- 1 -
(4-Ppropdenun)-1H,4H,5H-tiupazomno| 3,4-d jmupumununa-4-on (1-732);
5-({1-[(3R)-3-(4-xn0p-1H-tupazon-1-wmn)-4,4-mudTopOoyTaHons | -4-ruAp OKCUTTUTIEPU U H-4- 1T } METHIT )- | -
(4-dbropdennn)-1H,4H,5SH-mupazono|3,4-dJmupumunnn-4-on (1-733);
5-({1-[(3S)-3-(4-xnop-1H-mmupa3zon-1-nn)-4,4-nudropOyTanon|-4-ruAp OKCUIUTICPUAMH-4 -1 § MeTHI )- 1 -
(4-dbropdennn)-1H,4H,5SH-mupazono|3,4-d[mupumunnn-4-on (1-734);
5-({1-[(3R)-4,4-muprop-3-(4-metnn- 1 H-trupazo- 1 -um)oyTaHoni | -4-Tu AP OKCUTTUTICPU TN H-4 - IJT } METHIT )-
1-(4-dpropdenmn)-1H,4H,5SH-mupazomno| 3 ,4-d [mupumuann-4-on (I-735);
5-({1-[(3S)-4,4-mudrop-3-(4-metmn-1 H-nmpazon- 1 -mn)0yranonn|-4-ruqpokcununepuiuH-4-ui  MeTiI)- 1 -
(4-dpropdenun)-1H,4H,5H-tiupazomno| 3,4-d jmupumununa-4-on (1-736);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-[[(1r,4r)-4-[(5-dTOPIMPHINH-2-1IT) OKCH |HMKIOT€KCHII [ KapOOH U | TH-
nepuauH-4-un)metwn|-1H,4H,5H-iupazono[3,4-d Jmupumunun-4-on (1-737);
1-(4-dpropdenmn)-5-[(4-runpokcu-1-[[(1s,4s)-4-[(5-dTOPIHPUIUH-2-HIT) OKCH | IUKIIOT €KCHIT [ KapOOHMII | TH-
nepunuH-4-wn)metun]-1H,4H,5H-mupazono[3,4-d|mupumunun-4-on (I-738);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-[(6-TOPTIHPUIIH-2-¥IT) OKCH | IUKIIOT€KCAHKAP OO HIJI | TTH-
nepunuH-4-wn } metn)- 1 H,4H,5SH-mmupa3zosno| 3,4-d jmupumuann-4-on (1-739);
5-({4-ruapoxcu-1-[4-(1H-umunazon- 1 -unmernin)oeH3omn | nunepuauH-4-wi } metwn)- 1 -metun- 1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-on (I-74);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-[(6-TOpTIUPHINH-2-WIT)OKCH | ITUKIIOT €KCAHKAPOOHI | TTH-
nepuauH-4-un} merun)-1H,4H,5H-nupazono[ 3,4-djmupumuaun-4-on (1-740);
5-({4-ruppoxcu-1-[(1r,4r)-4-[(6-PpTOpNHPHUINH-2-1IT)OKCH | HINKIIOTeKCAHKapOOH I | TUTIEpUANH-4-1I1 } Me-
tin)-1-penmn-1H,4H, SH-mpazono| 3,4-dJnrupumuaun-4-on (1-741);
5-({4-runpoxcu-1-[(1s,4s)-4-[(6-TOPIIHPHIUH-2 -¥IT) OKCH | IUKIIOT €KCAaHKapOOHWIT | T NIepUINH-4- 11 } Me-
tin)-1-penmn-1H,4H, SH-mpazono[ 3,4-dJnupumuaun-4-on (1-742);
5-({4-runpoxcu-1-[(Ir,4r)-4-[(5-pTopnupuanH-2-1I1) OKCH | IUKJIOT €KCAHKapOOHWIT |TUIIepU INH-4 -1 } Me-
tnn)-1-pennn-1H,4H,5H-mupazono[ 3,4-d jnupumuann-4-on (1-743);
5-({4-ruapoxcu-1-[(1s,4s)-4-[(5-proprmmpuanH-2-1i)OKCH | IKIOTEKCAHKAPOOHUII | TUTIEPUIHH-4-1J1 } Me-
tnn)-1-pennn-1H,4H,5H-mupazono[ 3,4-d Jnupumuann-4-on (1-744);
1-(4-propdennn)-5-({4-runpoxcu-1-[(1s,4s)-1-MeTrin-4-(MUpUINH-2 -UITOKCH ) ITUKIOTEKCAHKAPOOH I | TH-
nepunuH-4-wn } metn)- 1 H,4H,5SH-mmupa3z oo 3,4-d jmupumunnn-4-on (1-745);
1-(4-propdenun)-5-({4-rugpoxcu-1-[(1r,4r)-1-MeTnn-4-(MUPUINH-2 -UIOKCH ) [[UKJIOT€KCaHKapOOHII | TH-
nepuauH-4-un} merun)-1H,4H,5H-nupazono[ 3,4-djrupumuaun-4-on (1-746);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1s,4s)-4-(MMpUMHUINH-2 -UIOKCH ) IUKIJIOTCKCAHKapOOHNII |TUIIEpH-
quH-4-n1}metun)- 1 H,4H,5SH-tmpazono[ 3,4-djmupnmuaua-4-oH (1-747);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1r,4r)-4-(MpUMHUINH-2 -UIOKCH ) [IUKIJIOT €KCAHKapOOHWII |THIIEpH-
quH-4-n1}metun)- 1 H,4H,5SH-tmpazono[ 3,4-dJmupnmuaua-4-oH (1-748);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-(MupuIUH-3 -MIIOKCH ) ITUKIOTeKCAHKAPOOHWII | TUTICPHU T H-
4-un}mernn)-1H,4H,5SH-tupazomno[3,4-d[mupumunua-4-ou (I-749);
5-({4-ruapoxcu-1-[4-(1H-1,2,3,4-TeTpazon- 1 -mimeTnin) 0e H30 M |TUTIepUIUH-4 -1 } METHI )- | -METHII-
1H,4H,5H-tmupazono[3,4-dJmupumuaun-4-on (I-75);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(MupuarH-3-UIOKCH )ITUKJIOTCKCAHKAPOOHI |TUTIepUANH-4 -
un }metmn)-1H,4H,5H-ttupazono| 3,4-d Jrupumuaua-4-on (1-750);
1-(4-dpropdenun)-5-({4-ruapoxcu-1-[(1s,4s)-4-(MnpranH-4-UIOKCH)IIUKIOT €KCAaHKapOOH W | TUTIEPH M H-
4-nn}mernn)-1H,4H,5H-nupazono[3,4-dmupumunana-4-on (I-751);
1-(4-dpropdenmn)-5-({4-rugpoxcu-1-[(1r,4r)-4-(MupuanH-4-UIIO0KCH ) INKIIOT€KCAHKAPOOHHJI | TUTIEpUANH-4-
wi ymetnn)-1H,4H,5H-mupazono[3,4-dmupumuana-4-on (1-752);
1-(4-dpropdenun)-5-({4-rugpoxcu-1-[(1s,4s)-4-[(1-meTnn-1H-mupa3zomn-3-mm)okcH | UKIOreKCaHKapOo-
Hu Jmunepuaua-4-wn } metun)- 1 H,4H,5H-nupasono[ 3,4-d Jmupumunun-4-on (1-753);
1-(4-propdenmn)-5-({4-rumpoxcu-1-[(Ir,4r)-4-[(1-meTmi- 1 H-nmpa3zon-3-min)okcH ITUKIoOreKcaHKapoo-
Hu [munepunna-4-un } metin)- 1 H,4H,SH-ttupazono| 3,4-d Jmupumuaun-4-ou (1-754);
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1-(4-propdenun)-5-({4-runpoxcu-1-[(1s,4s)-4-[(5-meTnn-1,2-okca3o:-3-1i1)OKCH |IMKIOT€KCaHKapOO-
Hu Jmunepuaua-4-wn } metin)- 1 H,4H,5H-iupasono[ 3,4-d Jmupumunun-4-on (I-755);
1-(4-propdennn)-5-({4-runpokcu-1-[(1r,4r)-4-[(5-meTni-1,2-0KCa301-3 -1 ) OKCH | ITUKIIOTEKCaHKap0Oo-
Hu [munepunna-4-un } metun)- 1 H,4H,SH-ttupazono| 3,4-d Jmupumuaun-4-ou (1-756);
1-(4-propdenmn)-5-({4-rumpokcu-1-[(1s,4s)-4-[(1-meTmn- 1 H-mupazomn-4-mi)okcH | UKIOTeKCaHKapOo-
Hu [munepunna-4-un } metin)- 1 H,4H,SH-ttupazono| 3,4-d Jmupumuaun-4-ou (1-757);
1-(4-propdennn)-5-({4-runpokcu-1-[(1r,4r)-4-[(1-meTnin- 1 H-mupa3omn-4-wmi)okcH | IUKIIoTeKCaHKap 00-
Hu [munepunna-4-un } metn)- 1 H,4H,SH-ttmpazono| 3,4-d Jmupumuaun-4-ou (1-758);
5-((1-(2-6en3unazernauH- 1 -kapOoHWI)-4-rUAPOKCUITUNIEPUITH-4 -1 )MeTIIT)- 1 -(4-pTopdennn)-1H-
mupa3zono|3,4-dmupumunun-4(5SH)-on (I-759);
5-{[1-(2-6en3undenzomn)-4-ruapokcununepuua-4-mwi|mernn } -1 -mermn-1H,4H,5H-nmpazonol[ 3,4-
d]mupumunna-4-oH (1-76);
5-({1-[(2R)-2-0en3mnazeruann- 1 -kapOOHUI |-4-THIPOKCUTTUIIEpUANH-4 -1 } MeTHIT) - 1 -(4-PTopdhernn)-
1H,4H,5H-ttupa3zomno|3,4-d jmupumunaua-4-oH (1-760);
1-(4-propdenmn)-5-[(4-ruapokcu-1-{1H,4H,5H,6H,7H-tupazomno[3,4-c | mupuauH-6-KapOOHUI } TATICPH-
nmuH-4-mwn)metmn|-1H,4H,5H-mupazono[ 3,4-d Jmupumuanna-4-on (1-761);
1-(4-propdenmn)-5-[(4-ruapokcu-1-{1-metun-1H,4H,5H,6H, 7H-mmupa3zono|[ 3,4-c |mupuauH-6-kapoo-
Hu } iunepuanH-4-wn)metwn |- 1 H,4H,SH-ttmpazono| 3,4-d Jmupumu aun-4-on (1-762);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-[(1-meTmn-1 H-mupazon-5-mr)aMmuHO [HUKIOTEKCaHKApOO-
Hu [munepunna-4-un } metn)- 1 H,4H,SH-ttupazono| 3,4-d Jmupumuaun-4-ou (1-763);
1-(4-dpropdenun)-5-({4-runpoxcu-1-[(1r,4r)-4-[(1-meTun-1 H-nupasosn-5-ua)aMuHO |IIUKIOTeKCaHKapOo-
HuI | nunepuanH-4-nn } metnn)- 1 H,4H, SH-niupazonol[ 3,4-d Jnupumuann-4-on (1-764);
1-(4-propdenun)-5-({4-runpoxcu-1-[(1s,4s)-4-[(1-meTnn-1H-nmmpa3z0:1-3-mm)aMHHO [IIUKIIOTEeKCaHKapOo-
= Jmunepuaua-4-wi } metin)- 1 H,4H,5H-iupasono[ 3,4-d Jmupumunun-4-on (I-765);
1-(4-dpropdenun)-5-({4-runpoxcu-1-[(1r,4r)-4-[(1-meTun-1 H-nupasosn-3-ma)aMuHO |IIUKIOTeKCaHKapOo-
Hu [munepunna-4-un } metn)- 1 H,4H,SH-ttmpazono| 3,4-d Jmupumuaun-4-ou (1-766);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-(heHNITAMUHO ) IUKIIOT CKCAHKAPOOHII |TUTICpUIH-4 -
un}metmn)-1H,4H,5H-tupazono| 3,4-d jrupumuaun-4-on (1-767);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(PpeHMIAMIHO ) IUKITOTEKCAHKAP OO HIJI | TUTICPUTHH-4 -
un}metmn)-1H,4H,5H-ttupazono| 3,4-d Jrupumuaua-4-on (1-768);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(IUKIOTIPONTUITAMHHO ) TUKJIOT €KCAHKAPOOHIII |TUTICP U T H-
4-un}merun)-1H,4H,5H-tupazono[ 3,4-d [mupumunun-4-on (I-769);
5-({1-[3-(3-¢Topdhennn)oyranomn]-4-ruapoxcununepuut-4-un y metun)- 1 -metwi- 1 H,4H, SH-impaszo-
10[ 3,4-d[mupumunua-4-oH (I-77);
5-{[1-(2-unknonponui-1,3-okcazon-5-kapOonuin)-4-ruapokcununepuana-4-unmerun} -1 - {4-[(3,3-nu-
¢ropuuxiiodytrn)merokeu|pennn ) -1 H,4H,5H-nupazono[ 3,4-djmupumuaun-4-on (1-770);
1-(4-xnopdennn)-5-[(1-[[2-(muxnonponuiaMuHoO)- 1 ,3-0kca3o-5-mi | kapOoHW | -4-THAPOKCHITUTICPU AU H-
4-um)metun|-1H,4H,5H-mmpazono[ 3,4-d Jrupumuann-4-on (1-771);
1-(4-xnopdennn)-5-{[4-runpokcu-1-(1-metuin- 1 H-mupazon-4-kapOoHWT) TUTIEpU A H-4-WIT [METHIT } -
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (I-772);
5-((1-(3-(3-amuHOIIPOITOKCH ) OCH30M ) -4-TUAPOKCUTTUTIEpU U H-4 - 1T )MeTHI)- | -(4-xmopdhennn)- 1 H-mmpa-
30110 3,4-dJmupumunua-4(5SH)-onu (I-774);
5-((4-runpokcu-1-(1-mMeTnnnukIonponankapooHuI ) nunepuaAnH-4-mn)merun)- 1 -(4-(1-metun- 1 H-nupazon-
4-nn)pennn)-1H-mupazono| 3,4-d Jmupumuaua-4(SH)-on (I-775);
5-([1-[(2-umkmonpornui-1,3-0kca30-5-mn)kapOoHU | -4 -TU AP OKCUITATICpUANH-4 -1 |Me T ) - 1 -[4-(1-Mme-
-1 H-iupaszon-4-un)penmn|-1H,4H,5H-upazono[ 3,4-d jnupumunun-4-on (1-776);
(S)-1-(4-(rexcarnapo-1H-mupuno[ 1,2-a]nupazun-2(6H)-ni) pennn)-5-((4-ruapoxcu-1-(1-meTramkIonpo-
HaHKapOOHIWT ) unepuanH-4-mwi)Metun)- 1 H-nupazono| 3,4-djrupumuaus-4(SH)-on (1-777);
(R)-1-(4-(rexcarunpo-1 H-mupumol[ 1,2-a]Jmupazun-2(6H)-wn) penwn)-5-((4-ruapokcu- 1 -(1 -MeTrImmkITo-
nponankapooHm ) munepuanH-4-min)mernn)- 1 H-nmupaszono| 3,4-dJmupumunun-4(5SH)-on (I-778);
5-([1-[(2-maxmonporiit-1,3-0kca3oi-5-mn)kapOoHN | -4 -TH AP OKCUTTUTIEPU T H-4 - 1T |[MeTHIT)- 1 -[4-(4-
metwi- 1 H-upaszon-1-nn)pennn]-1H,4H,SH-upazomno| 3,4-d [mupumunnn-4-ou (I-779);
5-({1-[3-(4-propdenmn)doyTanonn |-4-ruapokcununepuauH-4-wi } metun)- 1 -metwuin- 1 H,4H,5SH-iupazo-
110[3,4-d|mupumuua-4-oH (I-78);
5-{[1-(2-unknonpomnui-1,3-oxcazon-5-kapOonui)-4-ruapokcununepuua-4-wi metni } -1 -[4-(1 H-nupa-
3071-1-mwn)¢penmn]-1H,4H,5H-mupazouno| 3,4-d Jnupumuaia-4-on (1-780);
5-{[4-runpoxcu-1-(1-meTmammkiaonponankapOoHuI) mnepuauH-4-ui|metnin | - 1 -[4-(1 H-mupasoo-1-wmm) de-
uui|-1H,4H,5H-mupazono| 3,4-d Jrupumuaun-4-ou (1-781);
5-{[4-ruapoxcu-1-(1-MeTunukI00yTaHKapOOHWT ) UrepuaAnH-4-mi |metwi } -1 -[4-(1 H-upazon- 1 -nn)de-
uui|-1H,4H,5H-mupazouno| 3,4-d Jrupumuaun-4-ou (1-782);
(R)-5-((1-(mmkmorekcankapOOHN )-4-THAPOKCUTTUTIEPU U H-4-TT)METHN)- | -(4-(3-THAPOKCH-3 -ME THITIHP-
pomuauH-1-un)penwn)- 1 H-mupazono[ 3,4-dmupumuaua-4(SH)-on (1I-783);
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1-(4-{3-azabunmkino[ 3.1.0]rexcan-3-ni} penun)-5-({1-[(3S)-4,4-mudrop-3-(3-prop-1H-nupazosn-1-um)oy-
TaHOWJ |-4-runpoKkcununepuaut-4-mn } metun)- 1 H,4H, SH-nimpazono[ 3,4-d Jnrupumuaun-4-on (1-784);

1-(4-{3-azabumukmno[3.1.0]rexcan-3-un } pernn)-5-({1-[(3R)-4,4-mudTop-3-(3-dpTop-1H-tupazon-1-mm)oy-
TaHow |-4-Tuapokcurunepunaut-4-umn } metn)- 1 H,4H, SH-ttupazono[ 3,4-d Jrupumuana-4-ou (1-785);

1-(4-(4,4-mudropuukiorekcuiaaMmuto ) pernn)-5-((4-ruapokcu- 1 -(1 -Me T KIOPOTIaHKapOOHMII )ITHTIS -
puauH-4-un)metnn)- 1 H-mupazono|[ 3,4-d jJrupumunun-4(5SH)-on (I-786);

N-(4'-(4-((1-(4-oturNNGenmI)-4-0kco- 1 H-mupazono|[ 3,4-d Jrupumuaua-5(4H)-um)MeTrin ) -4 -ru p OKCHTIN -
nepuarH- 1 -kapooHmT)ondeHmI-2-un)rrencynbhponamun (1-787);

5-([1-[(3R)-4,4-mucpTop-3-(3-dprop-1H-nupazon-1-nm)0yraHomn ]| -4-ruApOKCUITNIIEPUANH-4- 11 [MeTHI)- 1 -
[3-(mopdommn-4-mm)pennn]-1H,4H,5SH-nupazono| 3,4-dnupumunnn-4-on (1-788);

5-([1-[(3S)-4,4-nudT0p-3-(3-dTOp-1H-1upazon-1-mm)0yTaHon | -4-ruIpOKCHITUIIEpUANH-4-1T |MeTHT)- 1 -
[3-(mopdommn-4-mm)pennn]-1H,4H,5H-nupazono| 3,4-dnupumunun-4-on (1-789);

5-{[4-runpoxcu-1-(2-mernn-4-hpennnOyranonn)munepuant-4-mi|merun ;-1 -metnin-1H,4H,5H-nimpaszo-
10[ 3,4-d[mupumunua-4-oH (I-79);

1-(3-{3-azabumukmno[3.1.0]rexcan-3-un } pernn)-5-({1-[(3S)-4,4-mudTop-3-(3-PpTOp- 1 H-1tmpazon-1-mm)oy-
TaHow |-4-ruapokcurnunepunut-4-un } metn)- 1 H,4H, SH-tmupazono[ 3,4-d Jrupumuana-4-ou (1-790);

1-(3-{3-azabumukio[3.1.0]rexcan-3-un } pernn)-5-({1-[(3R)-4,4-mudTop-3-(3-dTop-1H-mupazon-1-
nn)0yTaHow|-4-ruapokcununepuana-4-un f metwn)- 1 H,4H,5H-ttupazono[ 3,4-dJmupumuauna-4-ou (1-791);

(R)-3-((1-(4,4-mudrop-3-(1 H-mupa3zo- 1 -nin) 0y TaHOWIT ) -4 -TU AP OKCUTTHITE U ANH-4 -1 )MeTH ) - 7-(3-(4-
MeTtwimunepasut- 1 -w)hennn)-3H-muppono[2,3-d Jrupumuaua-4(7H)-on (1-792);

(S)-3-((1-(4,4-mudrop-3-(1H-nupazon-1-mm)OyraHown)-4-ruipoKCHITUIIEpUANH-4-nin)Me T ) - 7-(3-(4-
MeTHIIHIepasuH- 1 -un)pennn )-3 H-muppoino[ 2,3-d jnupumuaun-4(7H)-on (1-793);

7-(4-dpropdennn)-3-((4-runpokcu-1-(tpanc-4-((1-merun-1 H-nupaszon-5-mi)okcH)IUKIOT eKcaHKapOo-
HU) e puauH-4-wi)metn )-3 H-mupposo [2,3-djmupumunun-4(7H)-ou (1-794);

1-(4-atundennn)-5-((4-ruapokcu-1-(4-(1-meTnnnunepuAnH-4-UITOKCH ) OCH3OWIT ) TUITCPH TUH-4- 1) ME T ) -
1H-nmupazomno|3,4-dJmupumunaun-4(5SH)-on (I-795);

(R)-5-((1-(4,4-mudrop-3-(3-prop-1H-mmpa3zon-1-un)oyTanon)-4-ruApOKCUTUTICPUTUH-4 -FIT ) METHIT )- | -TI-
tosmn- 1 H-mupazono[ 3,4-dJmupumunua-4(SH)-ou (1-796);

(S)-5-((1-(4,4-mucrop-3-(3-dbrop-1 H-nupa3zon- 1 -un)0yTaHO W) -4 -THIPOKCUTTHTICPU ANH-4-HIT )METHI ) - | -T1-
tosmn- 1 H-mupazono[ 3,4-dJmupumunua-4(SH)-ou (1-797);

5-([1-[(1-maxmonporvt- 1 H-mupa3zosn-4-um)kap O0HMI |-4-TH P OKCUTTATIE PUINH-4 -1T [Me T ) - | -(4-1TMKI10-
npornmndennn)-1H,4H,SH-tmupa3zomno[ 3,4-d[mupumunna-4-on (1-798);

1-(4-nuxnonponuidenun)-5-((4-ruapokcu- 1 -(2-MeTHinokca3on-5-kapooHmwn) nunepuanH-4-mn)mMetrin) - 1 H-
nupa3zono|3,4-dmupumuann-4(5SH)-on (I-799);

5-{[1-(2-6en3unuukiIonponankapOOHIT)-4-ruApOKCUNUIepuINH-4-1iametni § -1 -merun-1H,4H,5SH-niupa-
303710[ 3,4-d Jmupumunua-4-ox (1-80);

1-(4-dpropdenmn)-5-({4-runpoxcu-1-[(2S)-1-(mpomn-2-uHOMIT)a3e THANH-2-KapOOHHJI | TUIIEPUANH-4-1IT } Me-
tnn)-1H,4H,5H-mupazono[3,4-d|mupumuann-4-on (I-803);

1-(4-propdennn)-5-((4-ruapokcu- 1 -(Tpanc-4-(5-MeTHIN30KCca301-3-MIIAMHAHO ) IUKIIOT€KCAHKAP OO HII ) TTH-
nepuauH-4-wn)metmn)- 1 H-mupazomno[ 3,4-d | mupumunua-4(5SH)-on (I-806);

1-(4-propdenmn)-5-((4-ruapokcu- 1 -(1pic-4-(5-Me TUIHN30KCa301-3-HIIaMUHO ) ITUKIIOTEKCAaHKapOOHIII ) ITH -
nepuauH-4-wn)metin)- 1 H-mupazomno[ 3,4-d | mupumunua-4(5SH)-on (I-807);

5-{[4-runpoxcu-1-(2-meTokcu-3-heHnanponanown) munepuanH-4-wmi | Metni } - 1 -metw-1H,4H, SH-impaszo-
10[3,4-dJmupumunua-4-oH (I-81);

4-{[1-(3-6pom-4-pTopdennn)-4-okco-1H,4H,5SH-upazono[ 3,4-d Jnrupumugun-5-mi|MeTnn } -4-ruipoKcH-
N,N-gumernnmunepuaun- 1-kapooxcamun (1-810);

4-{[1-(3-6pomdennn)-4-okco-1H,4H,5H-nupazomno| 3,4-d nupumunun-5-un | Metnn | -4-ruapoxcu-N,N-
JUMETHINUNepuuH- 1 -xkapookcamun (I-811);

4-(5-((1-(mrxonporiaHkapOOHUI ) -4 -THAPOKCUTTUTICPU T H-4 - T )METHIT )-4-0KCO-4, 5- TUTUAPOTIHPA30-
110[3,4-d|mupumuun- 1 -mr)6en3oitnas kucnora (I-812);

N-[(2R)-1-[4-runpokcu-4-({4-okco-1-pennn-1H,4H,5H-tupazono[ 3,4-d JnupumMuarH-5-11 } METHIT )TN -
nepuanH- 1 -mi|-1-oxco-3-permnmponan-2-mwi|3TeH- 1 -cynbponamur (1-814);

aHTU-5-((4-ruapokcu- 1 -(1-MeTHIIUKIOPOTaHKap OO HIT ) TUTIEPU AN H-4 -1 )M THII )- | -(4-((4-MEeTOKCHITUK-
norekcun)oken)hennn)- 1 H-mupazoino[3,4-d jmupumunun-4(SH)-on, nzomep A (I-815a);

cuH-5-((4-runpoxcu- 1 -(1-MeTHIIIUKIIOTpoIaHKapOOHIIT ) UTIepUANH-4-1T)MeTHI)- 1 -(4-((4-MeTOKCHIIHK-
norexcuin)okcn)penmn)- 1 H-nupazouno|3,4-dJmupumuaun-4(5SH)-on, nuzomep B (I-815b);

5-((1-(4-¢dpTopbenzonn)-4-rupoKCUITUIIEpUANH-4-mT)MeTin)- 1 -(4-((3-ruapokcu- 1 -MeTHIa3e THInH-3 -
win)MeTokcH)pennn)- 1 H-nupazono| 3,4-d mupumunun-4(5SH)-on (I-816);

5-{[1-(2-unknonpomnui-1,3-okcazon-5-kapOonuin)-4-ruapokcununepuana-4-unmetun ) - 1 - {4-[(4,4-nu-
¢droprmkmorekcmn)okeu |pennn } -1 H,4H,5SH-upazono[ 3,4-d jnupumuauna-4-on (1-817);

5-[(1-mmukonponankapOOHNI-4-THAPOKCUTTUTIEPUIANH-4 - )MeTHI |- 1 - {4-[ 3-(4-MeTrnmUnepa3un- 1 -wmn)-
1H-nupazon-1-un]denun }-1H,4H,5H-mupazono[ 3,4-dJmupumunua-4-on (1-818);
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5-[(1-nuknonponankapOOHUI-4-rHaApOoKcHIHIepuAnH-4-mn)Me T - 1 - {4-[4-(MopdonanH-4-nm)-1H-
nupason-1-wi]dennn }-1H,4H,5H-mupazono| 3,4-d Jnupumuana-4-ou (1-819);

5-{[4-ruapoxcu-1-(4,4,4-rpudrop-3-bhennndyranonn)munepuana-4-mi|merun } - 1 -metwmn-1H,4H,5H-
nupazono|3,4-d|mupumunna-4-on (I-82);

5-{[1-(4-propbenzonn)-4-runpoxcununepuaua-4-wun |metun } - 1-(4-{ 1H,4H,6H,7H-tupano[4,3-cJnupazon-
1-un} pennn)-1H,4H,5SH-tupazomno[3,4-d[mupumunna-4-on (I-820);

5-([1-[(3R)-4,4-mudTop-3-(1H-tupazon-1-um)oyranonn |-4-rugpokcununepuauH-4-ui |MeTun)- 1 -[4-(ure-
puauH-1-un)denwn]-1H,4H,5SH-mupazono|[ 3,4-d Jrupumuann-4-ou (1-821);

5-([1-[(3S)-4,4-nudTop-3-(1 H-ntmpazon-1-m)0yranonn |-4-ruapokcununepuana-4-ui | metnn)- 1 -[4-(mure-
punus-1-mn)dennn]-1H,4H,5H-mmpazono[ 3,4-d Jnrupumuaun-4-on (1-822);

1-(3-{[2-(mumeTrnaMuHO )aTH | (MeTHI)aMIiHO | penmn)-5-{[ 1-(4-propbensonn)-4-ruapoxcununepuant-4-
wi|metwn }-1H,4H,5H-mmpazono[3,4-d Jnupumuaua-4-on (1-823);

1-[4-¢drop-3-(munepazun-1-mr)pennn]-5-{[1-(4-pTopOoeH301T)-4-TUIPOKCUITUTIEPUIMH-4 - [METHII | -
1H,4H,5H-ntupa3zomno|3,4-d jmupumunaua-4-oH (1-824);

5-({1-[4,4-muprop-3-(1 H-mtmpa3zon-1-nun)0yTaHO W | -4-THIPOKCUTTHTICPUANH-4-1J1 } MeTHI) - | -[4-(4-MeTwit-
nuniepa3us-1-wn)penmn]-1H,4H,5H-upazono[ 3,4-d jJnupumuaun-4-on (1-825);

5-({1-[(3R)-4,4-nmudpTop-3-(1 H-tmpazon- 1 -un)0yranonn | -4-ruipoKCUmUnepuanH-4-mui  Metnn)- 1 -[4-(4-
Metwimunepasut- 1 -wrn)bennn]-1H,4H,SH-mupazono[ 3,4-d [mupumuaun-4-on (1-826);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupa3zon-1-n1)0yTaHomNI | -4-THIPOKCUITHITCPU AMH-4-111 } Me T ) - 1 -[4-(4-
Metwimunepasut- 1 -wrn)bennin]-1H,4H,5SH-mupazono[ 3,4-d [mupumuaun-4-on (1-827);

5-({1-[4,4-mudrop-3-(1H-nupazon-1-mm)0yraHomn ] -4-ruipOKCUTUIEPUINH-4 -1 } MeTHI) - 1 -[ 3-(4-MeTHI-
nunepasus- 1 -uwn)denwn]-1H,4H,5H-nmpazono[ 3,4-d Jnrupumuaun-4-on (1-828);

5-({1-[(3R)-4,4-mudrop-3-(1 H-mpazon-1-nm)0yraHomn ] -4-ruApoKCUNAIEepUIH-4-11 } MeTH)- 1 -[ 3-(4-
MeTwranunepasut- 1 -un)pennn]-1H,4H,SH-mupa3zono[ 3,4-d [mupumunua-4-on (1-829);

2-(2-{4-[4-runpokcu-4-({1-metnn-4-okco-1H,4H,5H-tupazosno| 3,4-d |nupuMuIMH-5 -1} METHIT ) TUTIEPH-
nuH- 1 -kapoonwt|hennn } pennn)anerorutpui (I-83);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupa3zo-1-n1)0yTaHomI | -4-TUIPOKCUTTHITC U AMH-4-111 } Me T )- 1 -[ 3-(4-
Metwmunepasut- 1 -wr)bennin]-1H,4H,SH-mupazono[ 3,4-d [mupumuaun-4-on (I-830);

5-({4-ruapoxcu-1-[1-(mpon-2-eHonn)a3e TUIUH-2 -KapOOHWI [TUTIepUINH-4-1IT } MeTHI )- 1 -[ 3-(4-MeTnnmu-
nepa3us- 1 -mn)penwn|-1H,4H,5H-mupazono[ 3,4-dJmupumuaun-4-ou (1-831);

5-({4-ruapoxcu-1-[ 1-(mpon-2-eHonn)a3e TUIUH-2 -KapOOHWI [TUTIEpUANH-4-1IT } MeTHI )- | -[4-(4-MeTunu-
nepasuH-1-un)pennn]-1H,4H,5H-mupazonol[3,4-dmupumnaun-4-on (1-832);

5-({1-[(3R)-4,4-mudrop-3-(1 H-nupa3zon-1-mn)0yraHous | -4-ruipOKCHITUIIEpUANH-4 -1 } MeTHI)- 1 - {4-
[(3S)-3-runpokcu-3-mermnupponuaus- 1 -ui|pennn - 1H,4H,SH-nupazono[ 3,4-d [nupumununa-4-on (1-833);

5-({1-[(3R)-4,4-mudrop-3-(1 H-nupa3zon-1-mn)0yraHousn|-4-ruipOKCHITUIIEpUANH-4 -1 } MeTHI)- 1 - {4-
[(3R)-3-ruapokcu-3-metunnupponunus- 1 -un|pennn } -1 H,4H,5H-nupazono| 3,4-dnupumunnn-4-on (1-834);

5-({1-[(3S)-4,4-mudrop-3-(1 H-mupazo:n-1-um)oyranonn|-4-runpoxcununepuant-4-nmn y metnin)- 1 - {4-[(3S)-
3-ruapokcu-3-meTmmuppomaui- 1 -wi|dennn } - 1H,4H,5SH-ttupazono[ 3,4-d Jrupumuaun-4-ou (1-835);

5-({1-[(3S)-4,4-mucrop-3-(1 H-nmupa3zon- 1 -min)0yTaHnowmi]-4-TuIpOKCHITHIICPUAUH-4-11 } MeTH)- 1 - {4-
[(3R)-3-ruapokcu-3-metmmmuppoiaunuH- 1 -wi|dhennn } -1H,4H,5H-mupazono[ 3,4-d Jmupumuaun-4-on (1-836);

5-({4-ruapoxcu-1-[(35)-3-(1H-mupazomn-1-wn)OyTanown | munepuant-4-um } MeTii)- 1 - {4-[(3S)-3-ruapox-
cu-3-meTumuppouaui- 1 -min|bennn } - 1H,4H,SH-mmupa3zono| 3,4-d Jrupumuann-4-on (1-837);

5-({4-runpoxcu-1-[(3S)-3-(1 H-nupazon-1-nm)0yranown | nunepuaun-4-ui } Metun)- 1 - {4-[ (3R)-3-ruapok-
cH-3-MeTunnuppoauauH- 1 -mwi|pennn} - 1H,4H,5H-mpazoino| 3,4-d jmupumuaun-4-on (1-838);

5-({4-rugpoxcu-1-[(3R)-3-(1H-mpazoin-1-wr)0oyranown \nunepuaun-4-ui f Meti)- 1 - {4-[ (3S)-3-ruapok-
cH-3-MeTunnuppoauauH- 1 -mwi|dpennn} -1 H,4H,5H-tmpazoino| 3,4-d jmupumuaun-4-oH (1-839);

1-(2-{4-[4-runpokcu-4-({1-metnn-4-okco-1H,4H,5H-tupazosno| 3,4-d |nupuMuIuH-5 -1} METHIT) TUTIEPH-
JH- 1 -xapOonw|pennn } permn)uknonponan- 1 -kapoonurpui (1-84);

5-({4-ruapoxcu-1-[(3R)-3-(1H-mmupazon-1-wr)oyranown jnunepuaua-4-wun f Metnin)- 1 - {4-[(3R)-3-rumpok-
cu-3-meTumupponuaui- 1 -min|bennn } - 1H,4H,SH-mmupa3zoino| 3,4-d Jrupumuann-4-on (1-840);

5-[(1-mmuknonponankapOOHMI-4-TUApOKCUTTUTIEpUANH-4-un)Me T |- 1 -(4-[4-[(3S)-tupponuanH-3 -uiIoK-
cu|penwmn|pennn)-1H,4H,5H-mupazono[3,4-dJmupumuaun-4-on (I-841);

5-[(1-mmuknonponankapOOHI-4-TUApOKCUTTUTNIepuAnH-4-mn)MeTrn |- 1 -(4-[4-[ (3R)-mupponnana-3-Hiok-
cu]penwmn|pennn)-1H,4H,5H-mupazono[3,4-dmupumuaun-4-on (1-842);

5-((1-(muxtonponankapOoHm )-4-rHAPOKCHITHITEpUANH-4-mT)Me TN ) - 1 -(4-(unepuun-4-wi) pennn)- 1 H-
nupa3zono|3,4-dmupumunun-4(SH)-on (I-843);

5-[(1-uuknonponankapOOHUI-4-THIPOKCHTTHIIEpUANH-4-T)MeTH | -1 - {4-[4-(4-MeTunnunepasuH- 1 -m) de-
| dennn}-1H,4H,5H-nupasono|3,4-dmupumunnn-4-on (1-844);

5-[(1-uuknaonponankapOOHUI-4-THAPOKCUTTHITEPUIUH-4-11)MeTH | - 1 ~(4- { 6-[ 3-(METUIIAMITHO ) TUPPOITH-
JuH- 1 -wt [nupuana-3-wn § henun)-1H,4H,SH-mupazono| 3,4-d Jnupumugua-4-oH (1-845);

1-(4-nukmobyTmindennn)-5- {[4-runpokcu-1-(2-metni-1,3-o0kcazo-5-kapOOHU ) TATIEPUTUH-4- 1T [METHI | -
1H,4H,5H-tmupazono[3,4-d|mupumuana-4-on (1-846);
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1-(4-muxno0ytwidennn)-5-{[ 1-(2-uuknonponui- 1,3-okcazon-5-kapOoHMT ) -4 -THAPOKCUITHIICPUAHH-4 -
wi|metwn }-1H,4H,5H-mmpazono[3,4-d Jnupumuaua-4-on (1-847);

3-{[1-(2-uuxonponmi-1,3-okca3o-5-kapOoHWI)-4-THIPOKCUITHITCPUANH-4-1J1 [MeTh | - 7-(4-hTopdhennn)-
3H,4H,7H-ttuppomno[2,3-d|mupumunnn-4-on (1-849);

5-({1-[4-(4-xnopdheHokcr ) 0eH30 M | -4 -THIPOKCUTTHIIEPU ANH-4-111 } Me T ) - | -metmin- 1 H,4H, SH-nmupaso-
110[3,4-d]mupumuua-4-oH (I-85);

3-{[1-(2-umxonponmi-1,3-0kca3oi-5-kapOoHWI)-4-THIPOKCUITHITCPUAHH-4-1J [MeTh | - 7-(4-hTopdhenn)-
6-metnin-3H,4H, 7H-iuppoino[2,3-d Jmupumuann-4-on (1-850);

5-({1-[4-(nucdpropmeTOoKCH)OeH30MI|-4-THAPOKCHITHTIEpUANH-4-111 } MeTI)- 1 -[4-(TuapokcumeTi ) eHm | -
1H,4H,5H-ntmpa3zomno|3,4-d jmupumuaua-4-oH (1-851);

5-({4-runpoxcu-1-[(1r,4r)-4-(MupuaANH-2-UIOKCH ) IUKIOTEKCAHKAPOOHIJI | TUIIepUANH-4-11 } MeTHIT)- 1 -[4-
(ruppokcumetin)penmn|-1H,4H,SH-iupazono[3,4-d |mupumunun-4-on (I-852);

5-({4-runpoxcu-1-[(1s,4s)-4-(MUpUIHH-2-WIOKCH ) IUKIOT€KCAHKAPOOHHIII | TUNICPUANH-4 -1 } METHIT )- 1 -[4-
(ruppokcumetiun)penmn|-1H,4H,SH-iupazono[3,4-d |mupumunun-4-on (I-853);

1-[4-(azetnaus- 1 -ummeTmn)hennn]-5-([1-[(3S)-4,4-mudTop-3-(1 H-tupazo:n- 1 -wn)oyraHonn | -4-ruipoKcu-
nmunepuauH-4-wi|metwn)- 1 H,4H,5H-iupazono[ 3,4-d Jmupumunua-4-on (1-854);

1-[4-(azetnaus- 1 -ummeTtmn)pennin]-5-([ 1-[(3R)-4,4-mudTop-3-(1 H-tupazon- 1 -mr)0yTanowmn |-4-rugpokcu-
nunepuauH-4-wi|metwn)- 1 H,4H,5H-tupazono[ 3,4-d Jmupumunua-4-on (1-855);

5-[(1-mmuKonponankapOOHMIT-4-TUAPOKCUTTUTIEPUANH-4 - T )METHI |- | -[ 3-[ 2 -(IMMEe THITaMHIHO ) 3TOKCH |-4-
dbennndenwmn]-1H,4H,5H-mupazono[ 3,4-d jnupumunann-4-on (1-856);

5-({1-[4-(4-dTopdheHokcn)oen3omn|-4-ruapokcununepuant-4-wmi y metnn)- 1 -metni-1H,4H,5SH-nimpaszo-
110[ 3,4-dmupumunua-4-oH (I-86);

5-({4-runpoxcu-1-[(3S)-4,4,4-rpudrop-3-penmndoyranonn | nunepunua-4-un  metun)- 1 -metmn-1H,4H,5H-
npasono|3,4-dmupumunnn-4-on (1-861);

5-({1-[4-(4-6pomdenokcn)Oen3om | -4-ruapokcununepuana-4-ui  metin)- 1 -mermn-1H,4H, SH-nupazo-
110[3,4-d|mupumuua-4-oH (I-87);

5-({4-ruapoxcu-1-[4-(4-runpoxcudeHoKkcH)OeH30 M |TUepuanH-4-11 } MeTrn)- | -metnin- 1 H,4H,SH-mpa-
30110 3,4-dmupumuua-4-oH (I-88);

5-({4-ruapoxcu-1-[4-(3-rumpoxcudeHokcH)0eH30 M |TUepuanH-4-1m1 } MeThn)- | -metnn- 1 H,4H,SH-mmpa-
30110 3,4-d]mupumunua-4-oH (I-89);

5-[(4-runpokcu- 1 - {4-[(MUpUMUAHH-2-UITOKCH )METHIT | O€H30WIT } IUTICPUANH-4-HIT)MEeTHI |- | -MeTHIT-
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaun-4-oH (1-9);

5-({1-[4-(3-xn0opdheHokcn)oen3om|-4-ruapokcununepuant-4-mi y metnn)- 1 -metmn-1H,4H,SH-nimpaszo-
110[ 3,4-dmupumunua-4-oH (1-90);

5-({1-[4-(3-6pomdenokcn)oen3om | -4-ruapokcununepuana-4-ui  metin)- 1 -mermn-1H,4H, SH-nmupazo-
10[ 3,4-d[mupumunua-4-0oH (I-91);

1-(1-nuxnonponui-1 H-nupazon-4-nm)-5-{[ 1-(4-dpTopOoeH3omi)-4-rupoKCHITUIIE pUANH-4 -1 |METHIT | -
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (1-910);

1-(4-propdenmn)-5-({4-runpokcu-1-[4-(5-metunn-1,3,4-oxcaanazon-2-nui)0eH30 W |TUTICPUIUH-4 -1 } Me-
tnn)-1H,4H,5H-mupazono[ 3,4-d|mupumuaun-4-on (I-911);

1-(4-propdenmn)-5-({4-runpoxcu-1-[(3S)-4,4,4-tpudrop-3-(1 H-mupa3zon- 1 -um)OyTanown |munepuanH-4-
un}metmn)-1H,4H,5H-tupazono|[ 3,4-d Jrupumuaua-4-on (1-912);

1-(4-propdenun)-5-({4-rugpoxcu-1-[(3R)-4,4,4-tpudrop-3-(1 H-nupazon-1-wn)Oyranoun | munepuant-4-
wi }metun)-1H,4H,5H-mupazono[3,4-d Jnupumuuna-4-on (1-913);

1-(4-dpropdenmn)-5-({4-runpoxcu-1-[2-(4-ruapoxcununepunus-1-mn)-1,3-okcazon-5-kapOoHHI | Tuepu-
nuH-4-11}metun)- 1 H,4H,5SH-timpazono[ 3,4-dJmupumuaua-4-oH (1-915);

5-({4-runpoxcu-1-[2-(4-ruapoxcununepuant-1-mn)-1,3-okcazoi-5-kapOOHMI | TUTIEpUANH-4-1IT } METHIT)-
1-(4-dpenundennn)-1H,4H,5H-tupazomno|3,4-d jmupumuuna-4-on (1-916);

5-({4-ruapoxcu-1-[(1r,31)-3-(mupuauH-2-WIOKCH)ITUKIO0y TAHKApOOHUI | TATIEPUANH-4-11 } MeTHIT)- 1 -(4-
metwidenmn)-1H,4H,5H-upazomno|3,4-djmupumunna-4-on (1-917);

5-({1-[(3S)-4,4-mucprop-3-(4-prop-1H-mupa3zon-1-um)0yTaHown | -4-ruAp OKCUITUTICPUANH-4 -1 } MeTHI )- | -
(4-dbropdennn)-1H,4H,5SH-mupazono|3,4-dmupumunnn-4-on (I-918);

1-(4-xnopdennn)-5-({4-runpoxcu-1-[4-(4H-1,2,4-rpuazon-4-um)0eH30 W | TUTICPUTAH-4-HIT } METHLI)-
1H,4H,5H-tmupazono[3,4-d|mupumuaua-4-on (1-919);

5-{[4-runpoxcu-1-(4-{[5-(TprudropMeTIIT) TUPUANH-2-1IT | OKCH } OEH30MIT ) TUIIEPUIMH-4 - 1T [Me T § - 1 -
metwi-1H,4H,5H-nupazouno| 3,4-d jmupumunun-4-on (1-92);

1-(4-xnopdenun)-5-[(4-ruppokcu-1-{6-[ (1 -MeTHIMHP PO TUH- 3 -1IT) OKCH [T PUANH-3-KapOOHIIT | TUTIEpH-
mua-4-wn)metun|-1H,4H,SH-mupa3zono[ 3,4-d [mupumunua-4-on (1-920);

1-(4-dropdenmn)-5-({4-rugpoxcu-1-[ 1 -merun-3-(1 H-mmupazon-1-nnmernn)-1 H-nupazon-4-xapoonmn | nu-
nepuauH-4-un } merun)-1H,4H,5H-nupazono[ 3,4-djmupumuaua-4-on (1-921);

1-(4-propdenmn)-5-[ (4-ruapokcu-1-{4-[(5-meTmn-1,2-0kca301-3-1i1)OKCH |TUTICpUINH- | -KapOOHIT } THTIe-
punua-4-un)metnn|-1H,4H,SH-mmpaszono| 3,4-dJmupumunnn-4-on (1-922);

-73 -



038204

1-(4-dpropdenun)-5-[(4-runpokcu-1-{4-[(1-merun-1H-nupa3zon-4-un)okcu Jnunepuus- 1 -kapOoHm | muie-
punun-4-wn)metwn|-1H,4H,5H-niupasonol[ 3,4-d Jmupumunua-4-on (1-923);
N-[(1r,4r)-4-(4-{[1-(4-dTOopdenmn)-4-oxco-1H,4H,5SH-mmpa3zono[ 3,4-d jmupumMunua-5-ni |MeTw | -4-TH1I-
pOKCUIHIIEpUANH- | -KapOoHwI ) ITUKIoTeKcH |anieTamu (1-924);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1s,4s)-4-(okcaH-4-MITOKCH ) ITUKIOTeKCAHKAPOOHIII |TUTICpU T H-4 -
nn }metmn)-1H,4H,5H-tiupazono[ 3,4-d Jrupumuaua-4-on (1-925);
1-(4-propdenmn)-5-({4-runpoxcu-1-[(1r,4r)-4-(okcaH-4-HITOKCH )IIUKIIOTCKCAHKAPOOHII |TUTICpUANH-4 -
un }metmn)-1H,4H,5H-tiupazono|[ 3,4-d jrupumuauna-4-on (1-926);
4-{[1-(4-6pomdennn)-4-okco-1H,4H,5H-nupazomno| 3,4-d nupumunun-5-un | Metnn | -4-ruapoxcu-N,N-
JUMETHIIANepUanH- 1 -kapookcamun (1-928);
5-({4-rugpoxcu-1-[4-(mupunnH-3-munokcu ))oeH3om | munepuanH-4-mn y Metwn)- 1 -metnn-1H,4H,5SH-nimpa-
30710[ 3,4-d Jmupumuua-4-ox (1-93);
5-({4-runpoxcu-1-[4-(4-meroxcudeHokcr)oen3omn | nunepuanH-4-mi y metnn)- 1 -metmn-1H,4H,5H-nupa-
303710[ 3,4-d Jmupumununa-4-ox (1-94);
5-({4-ruapoxcu-1-[4-(3-meTrndenokcn)oen3on | munepuanH-4-nun } metun)- 1 -metwi- 1 H,4H, SH-mupaszo-
110[3,4-d]mupumuua-4-oH (1-95);
N-[(11,3r)-3-(4-{[1-(4-dTOopdenmn)-4-okco-1H,4H,5SH-mmpa3zono[ 3,4-d jmupumMunua-5-ni |MeTH | -4-TH1I-
POKCUTTHIIEpUANH- | -KapOOHMT ) ITUKI00y THI [ipor-2-uHamu (1-950);
N-[(1R,25)-2-(4-{[1-(4-dTopdennn)-4-okco-1H,4H,5SH-ttupazono[ 3,4-d jrupumuauH-5-1i |MeTHI } -4-TH]T-
POKCUTTHIIEPUANH- | -KapOOHMI ) ITUKI00y THI [ipor-2-uHamu (1-952);
N-[(1r,3r)-3-[2-(4-{[1-(4-dbTopdenmn)-4-okco-1H,4H,5H-ntupazono[ 3,4-d [mupumugus-5-mi [Me T | -4-
THAPOKCHIHUIIEPUANH- | -11)-2-0KCOITHII |UuKI00y THI | Tpott-2-uHamu g (1-958);
4-{4-[4-runpoxcu-4-({1-mermn-4-okco-1H,4H,5H-nmpazono[3,4-d JnupumMuanH-5-11 } METHI) TUTIEpU I H-
1-xap6onmnt|penokcn } 6enzoruTpu (1-96);
1-(3-amuaOdenmn)-5-((1-(uuKronponankapOooHm)-4-rHIpOKCHITUIIEpUANH-4-nin)meTun)- | H-nmpaszo-
10[3,4-d]mupumuua-4(5H)-on (I-964);
1-(4-amunO G enmN)-5-[(1-HKIOMpONanKapOooHWI-4-ruApoKcununepuauH-4-mwn)metmn|- 1 H,4H,5SH-tiupa-
30510 3,4-dJmupumunua-4-oH (I-965);
4-((1-(4-¢prop-3-(munepasun- 1 -mn)penmn)-4-oxco- 1 H-mupazono|[ 3,4-d Jrupumuana-5(4H)-nm)metnn )-4-
ruapokcu-N,N-aumerrnnunepuant- 1 -kapookcamu (1-966);
4-ruapoxcu-N,N-qumeTin-4-( {4-okco-1-[4-(mumnepasun- 1 -wn)pennn]-1H,4H,SH-upaszono| 3,4-d jmupu-
MUJIH-5-1J1 } METHIT)TUIIepUIrH- | -kapookcamu (1-967);
4-[(1-{4-[(3R,4R)-3-}pTop-4-runpokcunuppoanauH- 1 -mi|pennn} -4-okco-1H,4H,5SH-nmpazomno[ 3,4-d Jnn-
puMHIIUH-5-11)MeTw |-4-ruapokcu-N,N-mume trinunepuanH- 1 -kapookcamup (1-968);
1-[4-xnop-3-(Mopdomaun-4-nm)dennn]-5-{[ 1-(4-bTopbenzonn)-4-ruapoKCHIHIEpUANH-4- 1T |METHII | -
1H,4H,5H-ttupa3zomno|3,4-d jmupumuaua-4-oH (1-969);
5-({1-[4-(3,4-aumeTnndeHoKCH ) 0eH30MIT | -4-THApOKCHITHIIepuAnH-4-1i1 f MeTni)- 1 -metnn-1H,4H,5H-
nupazodno|3,4-d|mupumunua-4-ou (I-97);
5-[(1-6en3oun-4-ruapokcunumnepunut-4-min)Metun|- 1 -[ 3-prop-4-(4-metunmurnepasut- 1 -w)hennn] -
1H,4H,5H-tmupazono[3,4-d|mupumuaun-4-on (1-970);
5-[(1-mmuKonponankapOOHMI-4-THAPOKCUTTUTIEpUANH-4-IT)MeTHI |- 1 - {4-dTop-3-[(3S)-3-MeToKCH-3-Me-
tunmupponauanH- 1 -un]dennn } -1H,4H,SH-mupazomno| 3,4-d [mupumunun-4-on (1-971);
5-[(1-umknonponankapOOHII-4-THAPOKCUTTUIIEPUIUH-4 -1 )MeTui |- 1 - {4-pTop-3-[(3R)-3-MeTOKCH-3-Me-
TUINUppoIuanH- 1 -ni|pennn } -1 H,4H,5SH-nupazono| 3,4-d Jnupumununa-4-on (1-972);
5-{5-[(1-unknonponankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-nin)MeTin ] -4-okco-1H,4H,5H-timpazosno[ 3,4-
dmupumunnn-1-un} -2-(4-merunnunepasus- 1 -mn)oenzonntpui (1-973);
4-((1-(3-((3R,4R)-3-dTOp-4-rrapoxcunuppoauIuH- 1 -uin) hennn)-4-oxco- 1 H-nupasono| 3,4-d [mupumuinH-
5(4H)-mwr)meTmn)-4-runpokcu-N,N-mumetrinunepuaus- 1 -kapookcamus (1-974);
5-[(1-mmukonponankapOOHUI-4-THAPOKCUTTUTIEPUANH-4 -1 )METHI |- | - {4-[4-(4-MeTHnTIUTIEpa3HH- | -7 -
1H-ntupazon-1-un]dennn }-1H,4H,5H-mupazono[ 3,4-dJmupumunua-4-on (1-975);
5-{[1-(4-propbenzonn)-4-runpoxcununepuaua-4-un |metun } - 1-(4-{2H,4H,6H,7H-tupano[4,3-c Jnupazon-
2-un} dennn)-1H,4H,5H-tupazomno|3,4-d[mupumunua-4-on (I-976);
5-[(1-mmukonponankapOOHMI-4-THAPOKCUTTUTIEPUINH-4 -1 )MeTHI |- 1 - {4-[4-(2-TuapokcudToKCcH)- | H-1mr-
pazon-1-un]ennn}-1H,4H,5SH-mupazomno|3,4-dmupumunun-4-on (1-977);
5-[(1-nuknonponankapOOHUI-4-ruapokcununepuanH-4-mn)mMetri] - 1 - {4-[ 3-(mopdonanH-4-nm)-1 H-nimpa-
3071-1-mn|¢penwmn } -1H,4H,SH-tmpazono[ 3,4-d [mupumunua-4-on (1-978);
5-[(1-uuknonpomnankapOOHMI-4-THIPOKCHTTHIIEpUANH-4-mT)MeTH] - 1 -(4-ruapoxcndennn)-1H,4H,5H-ru-
pazoiol[3,4-djmupumunun-4-on (1-980);
5-{[1-(2-unknonponui-1,3-okcazon-5-kapOonun)-4-ruapokcununepuana-4-unmernn - 1 - {4-[ (1-prop-
mukio0yTin)Merokc |pennn § - 1H,4H,5SH-upazono[ 3,4-d Jmupumunun-4-on (I-981);
5-((1-(4-dTopOenszonn)-4-ruapokcununepuauH-4-mi)MeTun)- 1 -(4-((1-ruapokcHIuKIoOy THIT ) MeTOKCH ) (he-
uu)- 1 H-mmpaszono(3,4-dmupumunun-4(5SH)-on (1-982);
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5-((1-(4-¢pTopbenzonn)-4-runpokcununepuant-4-mn)merun)- 1 -(4-(2-merun- 1 H-umnnazon-4-ni) pennn)-
1H-mmupasomno[3,4-dmupumunun-4(5H)-on (1-983);

1-[4-(1,5-mumernin- 1 H-umunazon-2-wn)penmn]-5-([ 1-[ (4-dropdenmn)kapOoHw|-4-THIAPOKCHITHTICPH TUH-
4-un|metun)-1H,4H,5H-mmpazono[ 3,4-d Jrupumuann-4-on (1-984);

5-((1-(2-TIIKIOTIPOTTHIIOKCA30J1-5 -KapOOHII ) -4 -THAPOKCUITUTIEpUTUH-4 -1 )MEeTHI )- | -(4-(TrpuanH-3 -
nn)ennn)- 1 H-mupazono| 3,4-d jrupumuanna-4(SH)-on (1-985);

5-([1-[(4-pTopdenrn)kapOooHmI|-4-rUapOKCUTTHTIEpUANH-4 -1 |[MeTHN )- | -[4-(4-meTun- | H-umuazon-1-
un)dennn]-1H,4H,5H-mmupazomno|3,4-dJmupumunnu-4-on (1-987);

5-{[1-(4-propbenzonn)-4-ruapoxcununepuua-4-mi|metnn | -1 -[4-(2-metun- 1 H-umnnazon- 1 -nin)pennn|-
1H,4H,5H-ntupa3zomno|3,4-d jmupumuaua-4-oH (1-988);

5-((1-(4-(mudropmerorcn)oeH30MI )-4-THAPOKCUTTHIIEPU INH-4- 1T )MeTi)- 1 -(3-(ruapokcume T ) peHm ) -
1H-mmupasomno[3,4-dmupumunun-4(5H)-on (1-989);

5-{[1-(3-unknonponui-3-heHuInponanonn)-4-rugpokcununepuanH-4-mi |Metnn | - 1 -metmi-1H,4H,5H-
mupaszono|3,4-dJmupumunua-4-oH (1-99);

1-(4-dprop-3-(ruapoxcumeTn ) peHmn)-5-((4-ruapokcu- 1 -(4-(mupuMuIIH-2 -MITOKCH ) OSH30 1T ) TATICPU T H-
4-um)metnn)- 1 H-upazono[ 3,4-dJmupumunun-4(SH)-ou (1-990);

4-ruapoxcu-4-((1-(4-(1-monponmnmunepuauH-4-mn)dennn)-4-oxco- 1 H-mupazono[ 3,4-d Jmuprmu quH-
5(4H)-unm)metnn)-N,N-mumetnianunepuans- 1 -kapookcamu (1-992);

5-{[1-(4-pTopbenzonn)-4-ruapoxcununepuaua-4-wmn |Metwn } - 1 -[ 3-(munepuaun-4-wn)denwn|-1 H,4H,5H-
nupazono|3,4-d|mupumunua-4-oH (1-993);

4-ruapokcu-N,N-mnmerni-4-( {4-okco-1-[4-(munepunun-4-un)denwn]-1H,4H,5SH-nnpazomno| 3,4-dJnupu-
MUJIH-5-1J1 } METHIT)TUTIIepUIH- | -kapOokcamu (1-994);

(R)-5-((1-(4-dTopbenzonn)-4-ruapoxcununepuant-4-mn)merun)- 1 -(4-(meruncynsdunmn) dpenn)-1 H-
rupaszono|3,4-d jmupumunun-4(5SH)-oH, sHanTHOMEp A (1-995);

(S)-5-((1-(4-dTopOen30mN )-4-rHaP OKCUTTHIICPUTUH-4- T )MeTHN ) - | -(4-(MeTrcyabduamn) herrn)-1 H-
nupazodio|3,4-dmupumunua-4(5SH)-on, sHanTHOMED B (1-996);

5-((1-(4-dTopOen3zonn)-4-ruapoKCUTTUTIEpUTUH-4-T)METHN ) - | -(4-(MeTrncynshuann )Gerrn)- | H-mupaso-
110[3,4-dmupumunua-4(5SH)-on (I-996a);

(S)-5-((1-(4-dpropben3omn)-4-ruapokcunuepuanH-4-un)mMetnn)- 1 -(4-(S-metrncynshorumunon ) e-
Hun)-1,5-murunpo-4H-mmpazosnol 3,4-d jmupumuana-4-oH, sHaHTHOMEp A (I-997);

(R)-5-((1-(4-propbenzonn)-4-runpokcununepuanH-4-mn)MeTuin )- 1 -(4-(S-MeTuICcy b pOHUMHTOMT ) P e-
HuN)-1,5-muruapo-4H-mupaszono| 3,4-d Jnupumugun-4-oH, sHanTHOMEp B (1-998);

5-((1-(4-¢dpTopbenzonn)-4-runpokcununepuanH-4-mn)merin)- 1 -(4-(S-metnncynbGpoHnMU IO ) heHIIT ) -
1,5-muruapo-4H-mupazono| 3,4-djmupumunnn-4-on (1-998a); u

1-[4-[(4-[[1-(4-pTopdennn)-4-okco-1H,4H,5H-nupazo:no| 3,4-d [nupumunnn-5-ui | MeTri |-4-TuIpoKCcH-
nunepuanH-1 -mn)kapoonmn|dpennn]-1 H-nupazon-4-kapoonosas kuciota (1-999).

B npyrom BapmanTe peanmsannu Hactosmero nzobpereHus: coeaunenus: Gopmynsr (I) mpeacrapnsror co-
001f PHAaHTHOMEPHI. B HEKOTOPBIX BapHaHTax peaju3alliil COSTUHEHHS PEACTABIAIOT co00i (S)-sHaHTHOMED. B
JIPYTHUX BapHaHTaX pealu3alliii COSIMHEHUS MpeAcTaBisaioT coboii (R)-smantromep. B mpyrux BapmanTax pea-
mu3anuu coequHeHus Gopmyisl (I) MOTYT mpeacTaBisATh OO0 (+) Wi (-) SHAHTHOMEDHI.

CrnenyeT IOHUMATh, YTO BCE M30MEpHBIE (hOPMBI BKIIIOUEHBI B HACTOSIIEE M300pETEHNE, B TOM YHCIIE UX
cmecu. Ecnu coequHeHME COOEPKUT [BOMHYIO CBSI3b, 3aMECTUTEIb MOXET HaxoauTecss B E- mmm Z-
KoH(pUrypanuu. Eciu coemHeHNe CONEpXKUT AM3aMENICHHBIN UKIOANKWI, YKa3aHHbBIN IMKIOAIKWIBHBIN 3a-
MECTHUTENb MOKET UMETh IIHC- MM TpaHCKOH(Urypanuio. Taxke moapa3yMeBaeTcs, YTo BKIIOYEHBI BCE TayTO-
MepHbIe (POPMBI.

CoequHEHHsI COTIIACHO HACTOSIIEMY M300pPETCHMIO, a TaKke MX (papMareBTHUECKH NMpUEeMIIEMbIE COJIH,
THIPAThl, COJILBATHI, CTEPEOM30MEPHI U MTPOJIEKapCTBa, MOTYT CYILECTBOBAaTh B CBOEH TayTOMEpHO Gopme (Ha-
npumep, B hopMe amuia WM MHHOAUpa). Bee Takne TayToMepHbIe OPMBI paccMaTpUBAIOTCSl B HACTOSILEM
JOKYMEHTE KaK 9aCTh HACTOSAIIETO N300pEeTEHMS.

CoennHEeHHsI COTIIACHO HACTOAIIEMY M300PETEHHIO MOTYT COAEP)KaTh IICHTPHI aCHMMETPUH WU XHPab-
HBIE IEHTPHI U, CIE0BATENbHO, CYIIECTBOBATh B PA3IHMYHBIX CTEPEOM3OMEpHBIX (hopmax. [Ipenmonaraercs, 9To
BCE CTepeon3oMepHBIE (POPMBI COSIMHEHHUH COTJIACHO HACTOSIIEMY M300pETEHHIO, a TAaKXKe MX CMECH, BKIFOUas
pameMu4ecKre CMecH, SIBIIIOTCS YacThI0 HacTosmero n3ooperenus. Kpome toro, Hacrosiee n3o0peTeHne ox-
BaTBHIBACT BCE T€OMETPHUIECKHE U MO3UIMOHHBIE H30Mephl. Hamprumep, eciin coeiHeHNe COTJIACHO HACTOSIIEMY
M300pETEHHIO COJCPIKUT JBOMHYIO CBSI3b MIJIM KOHAEGHCHPOBAHHOE KOJIBIIO, €ro UC- ¥ TPaHC-(DOPMBI, a TaKKe
CMeCH BKJIIOUCHBI B 00beM HacTosIiero n3ooperenus. Kaxxnoe coeimHeHUe, pacKpBITOE B HACTOSIIEM H300pe-
TEHHH, BKIIIOYAeT BCE YHAHTHOMEPHI, KOTOPHIE COOTBETCTBYIOT 0OmIeH cTpykType coenunHeHus. CoeanHEeHUsS
MOT'YT HaXOJUThCS B PalleMHYECKOH WIIM SHAHTHOMEPHO YUCTOH (popMe miu Jro00i Apyroi opme B yacTu cre-
peoxumun. Pe3ynbTaThl aHaJIM30B MOTYT OTOOpaXaTh JaHHBIC, MOIYYEHHBIE JUIS paleMHUuecKkoil (hOpMbl, IHAH-
THOMEPHO YHCTOH (popMBbl MM JMI000# Apyroit GOopMBI B 4aCTH CTEPEOXMMUH.

JmactepeomepHbIe CMeCH MOTYT OBITH pas[esieHbl Ha WX OTACNbHBIC JHACTEPEOMEpHl Ha OCHOBAHHU HX
(PM3UKO-XMMHYECKUX Pa3IMIUil CIIOCO0aMH, XOPOIIO M3BECTHBIMHU CIICITMANIUCTAM B JAaHHOW OOJACTH, HalpH-
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Mep, TIPU TIOMOIIM XpoMatorpaguu W/uin (GpakIHOHHOW KPUCTAJUTU3AIMH. JHAHTHOMEPBI MOTYT OBITH pa3je-
JICHBI TTyTEM TPEBPALICHUS SHAHTHOMEPHOH CMECH B JHACTCPECOMEPHYIO CMECh IPU OMOIIYU PEAKIUU C MOIXO0-
JSIIAM ONITHYECKH aKTHBHBIM COCTUHEHHEM (HAIPUMEpP, XUPaJIbHBIM BCIIOMOTATEIFHBIM BEIIECTBOM, TAKHM Kak
XHpaNbHBIA CIHUPT WIHM XJIOPHI KUCIOTH Moriepa), pa3feieHusl IMacTepeoMepoB U IpeBpanieHns (HampumMep,
THIIPOJIN3a) OTACIBHBIX ANACTEPEOMEPOB B COOTBETCTBYIOIINE YHCTHIE YHAHTHOMEpHL. Tarxke HEKOTOPHIE CO-
€WHEHHS COTJIACHO HACTOAIIEMY HW300pPETEHHIO0 MOTYT HPEICTaBIATH COOOH aTpomoM30MepHl (Hampumep, 3a-
MEIICHHbIE OUapWIIBI), ¥ OHU CYUTAIOTCS YacThIO HACTOSIIETO M300peTeHUsI. DHAHTHOMEPHI TAKKEe MOXKHO pa3-
JIEJISATh MPH IIOMOINU XupanbHoi BOYKX-KomoHKH.

Takxke BO3MOXKHO CYIIECTBOBAHHE COCIAWHCHHN COTIACHO HACTOSIIEMY M300PETCHHIO B PAa3lIMYHBIX Tay-
TOMEpHBIX (popMax, u Bce Takue (popMbI BKIFOUCHBI B 00bEM HACTOsIIEro nu3odperenus. Taxke, HapuMep, Bce
KETO-CHOJIBHBIC U IMUH-CHAMUHHEIC (DOPMBI COCTMHEHU BKITFOYCHBI B HACTOSIICE H300pETCHHUE.

Bce crepeonzomeps! (Hampumep, reOMETPUIECKHE U30MEphI, ONTHYECKHUE M30MEPHI M MOJ0OHBIE) COeau-
HEHUI COTJIaCHO HACTOSIIEMYy M300pETEHHIO (BKIIIOYAs CTEPEOM30MEPHI COJIEH, COIBBATOB, CIIOXKHBIX d(DHPOB H
MPOJICKAPCTB COCIUHCHUN, a TAKXKE COJICH, COTBBATOB U CIOXHBIX A(UPOB MPOJICKAPCTB), HAMPUMEP TaKUE, KO-
TOpBIE MOTYT CYIIECTBOBATH ONarojaps acCMMMETPHYHBIM aToMaM yIJIepoJa Ha Pa3JIMdHBIX 3aMECTHUTENSX,
BKITI0Yast SHAHTHOMEPHBIE (POPMBI (KOTOPHIE MOTYT CYIIIECTBOBAThH JaK€ B OTCYTCTBHE aCHMMETPHYHBIX aTOMOB
yriaepoaa), poTaMepHble OPMBI, aTPONON30MEPHI U AUACTEPEOMEPHBIE (POPMBIL, IPEIIONATraloTCs KaK BKIIOYCH-
HbIE B 00bEM HACTOSIIETO U300pETEHMS, KaK U MO3UIIMOHHBIE N30MEPHI (Takue Kak, HallpuMep, 4-TIUPUARI U 3-
mupunnn). (Hampumep, ecnu coenmuuenue dopmynsl (I) comepkXuT NBOHHYIO CBS3h WM KOHACHCHPOBAHHOE
KOJIBITO, €T0 IHC- U TpaHC-(OPMBL, a TaK)Ke CMECH BKIIIOYCHBI B 00BEM HacTosmero nzobperenus. Taxoke, Ha-
TpUMED, BCE KETO-CHOJNBHBIC M UMHUH-CHAMUHHBIC ()OPMBI COCTUHECHUI BKIIFOYCHBI B HACTOSIIEE N300pEeTCHUE. )
OTaenbHBIE CTEPEOU30MEPHI COSIMHEHUI COTJIACHO HACTOSIIEMY M300pPETEHHIO MOTYT, HallpUMep, 10 CYILIEeCT-
BY, HE COACPIKATh NPYTUEC U30MEPHI, HJIM MOTYT COJEPKATh MPUMECH, HAIIpUMED, B (hOpMe palieMaToB HIIH JIFO-
OBIX IPYTHX, WIH IPYTHX BBIOPAHHBIX, CTEPEOU3OMEPOB. XHUPAIbHEBIC IICHTPHI COMNIACHO HACTOSIIEMY H300peTe-
HHIO MOTYT UMeTh S- min R-koHpurypaunio, kak onpeneneno B pekomerganusx [UPAC 1974 r. Ilpennonara-
€TCsl, UTO MMPUMEHEHHE TePMUHOB "cob", "combBaT", "cinoxHbIi 2¢up", "mporekapcTBo” ¥ MOJO0OHBIX B paBHON
Mepe OTHOCHTCA K COJIH, COJNBBATY, CIIOKHOMY 3(HUPY U MPOJEKAPCTBY IHAHTHOMEPOB, CTEPEOU30MEPOB, POTA-
MEpOB, TAyTOMEPOB, MMO3UIIMOHHBIX H30MEPOB, PAlleMaTOB MM IPOJICKAPCTB COSIWHEHUN COTIIACHO HACTOSIIIE-
My H300pETEHHIO.

CoenuHenust GopMyiel I MOTYT 00pa30BBIBATh COJH, KOTOPHIE TAKXKE BXOIAT B 00bEM HACTOSIIETO HM30-
Opetenus. [IoHMMAIOT, YTO YIIOMHUHAHUE COCOMHEHUS (POPMYIBI B HACTOAIIEM JTOKYMEHTE BKIIOYAaeT YIOMUHA-
HHE €T0 COJICH, eclii He yKa3aHO UHOE.

Hacrosimee n3o0peTeHne OTHOCUTCS K COSANHEHUSIM, KOTOpBIE sIBISIIOTCS Moy sitopamu USP7. B oqHoM
BapHaHTE Peai3aliy COCAMHEHIS COTIACHO HACTOSIIEMY U300pETECHHIO SIBISIOTCS nHrHOUTOpamu USP7.

Hacrosiee n3o00peTeHre OTHOCUTCS K COSMHCHUSM, OMTUCAHHBIM B HACTOSAIIEM JTOKYMEHTE, U UX (apMa-
HEBTHYCCKH MPUEMIIEMBIM COJISIM, THIpATaM, COJIbBaTaM, IPOJICKapCTBAM, CTEPCON30MepaM UIId TayToMepam, a
TaKkke K (papMaIleBTUYECKUM KOMIIO3UIUAM, COJEPXKAIUM OJHO WK OOJiee COCAMHCHWA, ONMMCAHHBIX B Ha-
CTOSIIEM TOKYMEHTE, WIH UX (PapMaleBTHYCCKH MPUEMIIEMBIX COJICH, THAPATOB, COJIBBATOB, IPOJICKAPCTB, CTE-
PEON30MEPOB I TAYTOMEPOB.

Crioco6 cuHTe3a COSTUHEHHUI COTIIAaCHO H300pETEHHIO.

CoeMHEeHHSI COTJIACHO HACTOSIIEMY U300pPETEHHIO MOTYT OBITh MOJIYYEHBI TPU MOMOITH Pa3HOOOPa3HBIX
croco0oB, BKIIIOYAs CTAHAAPTHYIO XUMHI0. [loaxoasmue myTn cuHTe3a H300paKeHBI Ha CXeMaxX, MPUBEICHHBIX
HIDKE.

Coenunenns Gopmyitsl (I) MOTYT OBITH MMOJTYYEHBI MTPH TOMOIIIH CITOCOOOB, M3BECTHBIX B 00JIACTU OpPTaHU-
YECKOT'O CHHTE3a, YaCTHYHO HM3JIOKCHHBIX Ha CICIYIOIIUX CXeMax CHHTe3a. Ha cxeMax, omucaHHBIX HIDKE, OUe-
BUJIHO, YTO 3aIIUTHBIC TPYIIEI JJIs YYBCTBUTEIBHBIX WU PEAKIMOHHOCIIOCOOHBIX TPYIIT HCIOIB3YIOT, KOT/Ia
9TO HEOOXOAUMO, B COOTBETCTBHH C OOLIMMHU MPUHIIATIAME FIIH XUMUYCCKOH CTpyKTypoid. C 3alUTHBEIME TPYII-
naMu o0palaroTCs COIIACHO CTaHNApTHBIM MeTonaM opraHudeckoro cuaresa (T.W. Greene m P.G.M. Wuts,
"Protective Groups in Organic Synthesis", Tperbe m3nanue, Wiley, Hoio-Mopk, 1999). Takue rpymmsI yaamsioT
Ha yIO0OHOH CTaaWW CHHTE3a COSAWHEHHUH NP MOMOIIH METOIOB, KOTOPHIE OYEBUIHBI CIICIIMAINCTaM B JaHHOU
obmactu. IIpomeccer oTOopa, a Taxke yCIOBUS peakyil U MOPSIOK MX MPOBEICHUS JOJDKHBI COOTBETCTBOBATH
noJTydeHuto coenrueHuit popmyisr (I).

CrienanucTaM B JaHHOH o0nacTtu OyJIeT O4eBUIHO, €CH B coequHeHMsIX Gopmyisl (I) mpucyTCTByeT cTe-
peoreHTp.

COOTBETCTBEHHO, B HACTOsIIEE H300pETEHNE BKIIIOYEHBI BO3MOXKHBIE CTEPEON30MEPHI (€CIIN HE YKa3aHbI B
CUHTE3€), a TAKXKE HE TOJBKO PalleMHYCCKHE COCAMHEHUS, HO U OTACIBHBIC YJHAHTHOMEPHI W/IITH JTUaCTEepeoMe-
pel. Korna sxenatenbHO, 9TOOBI COCMHEHUE HAXOAMIOCH B ()OpME CTUHUIHOTO SHAHTHOMEpA HITH THACTEPEO-
Mepa, BO3MOXKHO €ro IOJyYeHHUE IyTeM CTEPeoCHelM(pUIHOTO CHHTE3a MM IIyTEM pa3ZeeHuUs] KOHEYHOTO IIpo-
JIyKTa WU JI000T0 yI0OHOTO MPOMEXYTOYHOTO COeMHEHMs. Pa3neneHne KOHEYHOrO MPOAYKTa, IPOMEXKYTOU-
HOTO COCIMHEHMS MM UCXOAHOTO MaTepualia MOXHO OCYIIECTBIISATH JFOOBIM ITOIXOMISIINM CHOCOOOM, U3BECT-
HBIM B JaHHOW oOmactu. Cwm., Hampumep, "Stereochemistry of Organic Compounds", aBrops! E.L. Eliel, S.H.
Wilen u L.N. Mander (Wiley-Interscience, 1994).
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CoeMHCHHS, ONMCAHHBIC B HACTOSIIEM TOKYMEHTE, MOTYT OBITh OJYYCHBI U3 KOMMEPUYCCKH JOCTYITHBIX
HCXOJIHBIX MATEPHAaJOB WM CHHTC3UPOBAHBI IPU MOMOIIN W3BECTHBIX OPTraHMYCCKUX, HCOPTaHHMYCCKUX W/WIA
(hepMEeHTHBIX CITOCOOOB.

ITonyuenue coequHEHUH.

CoeIMHEeHHSI COTJIACHO HACTOSIIEMY HU300pPETCHHIO MOTYT OBITH MOJIYYEHBI MPU MOMOIIH psjia CIIOCO00B,
XOPOIIO M3BECTHBIX CHEIUAINCTaM B 00JaCTH OpraHMYEcKOro cuHTe3a. Hampumep, coennHEHHS COTIIACHO Ha-
CTOSIIEMY H300PETEHUIO MOTYT OBITH CHHTE3HPOBAHBI C UCTIOIB30BaHIEM CIIOCOOOB, OIMCAaHHBIX HIKE, a TAKKE
Croco0OB CHHTE3a, H3BECTHBIX B 00JACTH CHHTETHYECKOW OPraHWYECKOH XWMUH, WJIM MX BapHalil, KOTOpPHIE
OyAyT HOHATHEI CICNUANMCTaM B JaHHOU oOnacTu. [IpenmoyTHTeNbHBIC CITOCOOBI BKITFOUAIOT CIIOCOOBI, OMMCAH-
HBIC HIDKE, HO HE OrpaHHYUBarOTCS MU, COCMHEHUS COTJIACHO HACTOSIIEMY H300pPETEHHIO MOTYT OBITH CHHTE-
3UPOBAHBI MIPH CIICAOBAHUY CTAIUSAM, OTIMCAHHBIM Ha O0MIHX cxeMax 1, 2, 3 u 4, KOTOpBIC BKIIFOYAIOT Pa3INIHEIC
MOCJIEIOBATEIEHOCTH MOMYYCHHS IIPOMEXKYTOUHBIX coenuHeHuid la, IIb, Illa, IIIb, IIx, IVa, IVDb, IVx, Va, Vb,
Vx, VIIx n VIIIx. UcxomHble MaTepuaibl JIMOO TOCTYITHBI M3 KOMMEPYECKUX UCTOYHHUKOB, JIMOO MOITYyYEHBI IPU
MOMOIII U3BECTHBIX METOJUK, OMHCAHHBIX B JIUTCPATYPHBIX MCTOYHUKAX, WU MPOWLIFOCTPUPOBAHHBIX B Ha-
CTOSAIIEM JOKYMEHTE.

O6mras cxema 1

RG R O
CN 6 OH (R3)m
NH, Cmadusa 1 y Cmadus 2 Cmadu;v 3
| N N NH N
NH N N )

Ry HCI II\J NH, ) NBoc
R n
“lla R4 IIIa Rq va
R '
*OH (Ry)y, Rs 1 OH (R3)m
Cmadus 4 > Cmadus 5
- ) A
NH TFA N\X/Rz
] 1
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4 | (e}
roe Xo NnpeacraBnseTt
coboii N

rne R,-Rg, Xi, m 1 n Takue, kak onpeneneHo B Gopmyse (I). OOmuii myTh HOIydSHUS LEJIEBBIX MOJICKYIT
tdopmynst (I) ¢ ucromp3oBaHUEM MPOMEKYTOUHBIX coequnenuit 1la, [1la, IVa u Va o6o3HadeH Ha oOmieii cxeme
1. Huknuzanus ruapasuHruapoxJopuaa (MM ruapasuHa) ¢ 2-(3TOKCUMETHIINICH ) IPONaHANHUTPHUIOM, HE0oOs-
3aTeNLHO C WCIOJB30BaHUEM OCHOBaHWSA, T.e. TpudTWiamMuHa win N,N-mum3onponumtunamuHa (DIPEA), B
pacTBopuTene, T.€. 3TaHOJIe, MIPH MOBHIIICHHBIX TEMIepaTypax MPUBOIUT K MOJIYICHHIO MIPOMEKYTOTHOTO CO-
equHenns [la. 3aTtem mosydaroT mpomexxyrounoe coenunenue Illa myrem nuknuszanun Hutpwia Ila m mypaBbu-
HOW KHCJIOTHI B IPUCYTCTBUH KaTAJIMTHYECKOTO KOJIMYECTBA BOABI MIPH MOBBIIICHHON TeMIiepaType. B kagecTBe
aJbTEPHATHBEI POMEXKyTOUHOE coenuuenne [Ila MoxkeT OBITh MOMydeHO IyTeM Bo3aeicTBUS Ha Ila cuimbHON
KHCJIOTOH, T.€. CEpHOI KUCIOTOH, ¢ MOTYy4eHUEM aMUHOTO IPOMEKYTOUHOIO COEUHEHUS], KOTOPOE 3aTeM IIUK-
IM3YI0T B mupazononupumuauH [1la ¢ TpusTHIIOpTOQOPMHATOM M YKCYCHBIM aHTHAPHIOM IPHU MOBBIIIEHHOMN
temriepatype. HykneopunbHoe npucoeannenue [lla x mpoMexyTOYHOMY COEIMHEHHIO TpeT-OyTmi-1,6-[3]-
Iokca-8-azacnupo[2.7]nekan-7-oHa B pactBopuTene, T.e. muMermiapopmamune (JJM®PA), npu noBbIIeHHOH
TeMIepaType NPUBOJUT K MoxydeHuto [Va. CHATHE 3alUThI ¢ IPOMEXYTOUHOro coequHenus [Va ¢ ucnosms3o-
BaHMEM CHJIBHOM KHCIIOTHI, TaKOH Kak TpudropykcycHas kuciota (TDY), B pactBopuTene, T.e. AUXIOpPMETaHE
(IXM), mpuBOIUT K MONTYICHHUIO Va. AIMINPOBaHHE TIPOMEKYTOUYHOTO COSAMHEHHUS Va ¢ MOMydeHUEM COEIH-
Henus Gopmynsl (1), rae X; nmpeacrapnser coboir C, MOXKET OBITH OCYIIECTBIEHO ITyTEM COUYETaHHS KHCIOTHI B
CTaHIAPTHBIX YCIOBHAX PEAKIMH COYETAHWS, C HCIIOIB30BAHHMEM peareHTa COYeTaHWsd, T.e. [Omc(auMeTrwii-
amuHo)MeTwieH|-1H-1,2,3-tpuazono[4,5-b|mupuaunus 3-okcun rexcadgropdochara (HATU), wnm 6eHzotpua-
301-N,N,N',N'-rerpametrnyponus-rekcadpropdochara (HBTU), u ocHoBaHus, T.e. TpudTHiIamMuHa wWin N,N-
munsonpornmwnTwiamuaa (DIPEA), B pactBopurene, HanpuMep auxiopMerane win JIM®DA, ¢ nmoidydeHrneM co-
ennHenui popmyisl (I). B kauecTBe anbTepHATHUBBI MPOMEKYTOUHOE COETMHEHHE Va MOXKET OBITh AllMJIMPOBAHO
C XJIOPaHTHIPHUJIOM HITH KapOaMOMIXJIOPHUIIOM C UCIIOJIb30BaHMEM OCHOBaHUS, T.€. TpuaTwiamuna i DIPEA, u
HeoOs13aTeNIbHO B pacTBOpHTENE ¢ noiydeHneM coenunenus gopmynsl (1), toe X, npeacrasnser coboit C. s
cuHTe3a coenuHenus Gopmynsl (1), roe X; npeacrasmsier codoi S mim S(O), Ha TPOMEKXYTOYHOE COEANHEHUE
Va B03#eHCTBYIOT CYJIB(OHIIXIOPUIOM WIH CyIb(QHHOBEIM XJOPWUIOM M OCHOBAaHHEM, T.€. TPUITHIAMHUHOM
i N,N-gumsonpormmTuiamuaom (DIPEA), B pactBopurerne, T.e. quxiopMmerane, JIM®PA ¢ momydeHuem Tpe-
O6yemoro npoaykra dpopmysl (1).
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OOmas cxema 2
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rae R,-Rg, X, m u n Takue, kxak onpeneneHo B popmyse (1).

B kadecTBe anbTepHATUBBI MOJICKYIBI GopMyIbl (I) MOTYT OBITh TIOJYUEHBI C MCIIOJIE30BAHHEM TIPOMEXKY-
TouHbIX coequHenuit Ila, II1x, IVX, IVa u Va, kak o603HadyeHo Ha o0miei cxeme 2. [{ukau3amus ruapa3uHTU/-
poxiopuaa (WK TUApa3uHa) ¢ 2-(3TOKCUMETHINICH )TPOITAHIUHUTPUIIOM, HEOOS3aTENbHO C HCITOJb30BaHHEM
OCHOBaHHU, T.€. TpudTIIIaMuHa Wi N,N-nmun3onponumatunamuda (DIPEA), B pacTBopuTene, T.e. 3TaHONE, IPU
MOBBIIIEHHBIX TEMIIEpaTypax MPUBOAMUT K MOJYy4YeHHIO nmpoMexxyTouHoro coenunenus lla. ['mpponus Ila ¢ wuc-
MOJIb30BAHUEM KHCJIOTHI (T.€. pa30aBIeHHONW XJIOPHCTOBOJIOPOIAHON KHCJIOTHI) WM OCHOBaHHS (T.€. pacTBOpa
THJPOKCH/IA HATPUsI) B paCTBOPHTEIE (T.€. BOJIE) MPUBOAMT K IOTy4eHHIO KapOoHOBoH kucioThl [1Ix. Coueranue
kucnoThl 111X ¢ amuaOM VIIX B CTaHIAPTHBIX YCIOBHSX PEAKIIUU COUYCTAHHMS, C UCIIOJIF30BAHIEM PEearcHTa cove-
TaHus, T.e. [Ouc(muMerunamuno)MetmiieH]-1H-1,2,3-rpuaszono[4,5-b]nupununus 3-oxcun rekcadropdocdara
(HATU) umm 6enzorpuazon-N,N,N',N'-rerpametrinyponus-rekcaproppocthara (HBTU), u ocHoBaHwms, T.€. TpH-
stwiamuaa win N,N-numzonponmmtunamuia (DIPEA), B pactBoputene, HanmpuMep IUXJIOpMETaHE WU
JAM®A, npuBoauT K mosrydernto [VX. 3areM MoaydaroT MpoMeXyTodHOe coenuHeHre [Va myTeM muKIM3anuu
IVX 1 MypaBbHHOW KHCIOTHI B IPUCYTCTBHH KaTAIUTHIECKOTO KOJIMIECTBA BOJBI IIPH MOBHIIIEHHON TEMIIEpaTy-
pe. CHATHE 3aIlIUTHI ¢ MIPOMEXKYTOYHOTO COoemuHEHHUs [Va ¢ MCIoNb30BaHWEM CHIJIBHOW KHCIIOTBI, TAaKOH Kak
TpudTOpyKCcycHas kuciora (TDVY), B pacTBoputene, T.e. AuxiopMmetane (JIXM), mpuBOIUT K MOJydeHHUIO Va.
AIMTUpOBaHUE MPOMEKYTOUHOT'O CoeMHEHHU Va ¢ noixyderueM coenuueHus: Gopmyns (I), toe X, mpeacras-
nsieT cobot C, MOXKeT OBITh OCYIIECTBICHO ITyTEM COYECTAHHS KHCIOTH B CTAHAAPTHBIX YCIOBUSAX PEAKIMH COYe-
TaHWs, C WCIOJNH30BAHMEM pEarcHTa coueTaHws, T.e. [ouc(aumermnamuuo)MeTmiieH|-1H-1,2,3-tpuasomno[4,5-
b]mupununans  3-okcnp  rexcadropdocdara (HATU), wmm  Gensorpuazon-N,N,N',N'-TreTpamMeTHIIypoHHsI-
rexcadropdocdara (HBTU), u ocHoBanus, T.e. TpudTwiamMuHa win N,N-nmuusonpomwnTiiamuaa (DIPEA), B
pactBopurene, HanpuMep nuxiopMmerane win IM®A, ¢ nmomydenuem coeaunenuii ¢popmynst (I). B xauectse
ANBTCPHATHBBI MPOMEKYTOTHOE COCTUHCHUE Va MOXKET OBITh allMJIMPOBAHO C XJIOPAHTUAPUAOM W KapOamo-
WIXJIOPUIOM C HCIIOJIb30BaHHEM OCHOBaHHS, T.c. TpudTmwiamuHa win DIPEA, u HeoOs13aTenbHO B pacTBOpUTEIIE
¢ nonydenuem coeauaenus Gopmynsl (1), rae X, npencrasnser coboit C. [[nsg cuHTE3a coeauHEHUsT HOPMYITBI
(D), tme X, npenctasnsietr coboit S mm S(O), HA MPOMEKYTOUHOE COCTUHEHHE Va BO3IECUCTBYIOT CYJIb(HOHHII-
XJIOPUAOM WIH CyJIb(HHOBBIM  XJOPHIOM H  OCHOBaHHWEM, T.€. TpudTWIaMuHOM ™  N,N-
nmuusonpormmnTwiaMuaoM (DIPEA), B pactBopurene, T.e. auxiopmerane, JIM®PA ¢ moirydeHneM TpeOyemMoro
npoaykra Gopmyssl ().
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OOmas cxeMa 3

RsRs'
S 5 /(R3)m
Rs CN Rg o HZN)KQWN Ry
NH J Vliix X
NH cmadus 1 N_ | Cmaousi2  \/ | OH Cmadu,q3 S
R, HC| — N NH, ——— \ _
4 & 2 N™ “NH,
“lla Ra liix
O RsRs'
% on (R3>m Re 3/ OH (Ro)m
/ Cmadus 4 Xz/ | )N /1
. N.,-R
N !\l N/ . )li1 2
Vx R4 | (e}
rae X2 npegcraenset
coboii N

rae Ry-Rg, X, m u n Takue, kak onpezaeneHo B popmyne (I). Mosaexynsr popmyisl (I) Takke MOTYT OBITh
TIOJTyYEHBI ¢ UCITOJIb30BAHUEM MTPOMEXYTOUHBIX coeamHennit Ila, I1Ix u VX, kak 0003HaueHO BHIIIE HA 0OIIEH
cxeme 3. [uknm3arnus ruapasuHrUaApoxIopuaa (WiId THApa3uHa) ¢ 2-(3TOKCUMETHINACH )TPOTIaHIMHUTPUIIOM,
Heo0s13aTeIbHO C UCIOJIB30BAaHNEM OCHOBAHMS, T.€. TpudTWwiIaMuHa wiu N,N-nun3onponmwmnriinamuna (DIPEA),
B PacTBOpHTENE, T.€. TAHOJE, IIPH MOBBIIICHHBIX TEMIEpaTypax MPHBOIUT K MOJIYYEHHIO MPOMEXYTOYHOTO
coenunenus 1la. I'maponus 1la ¢ ncrons3o0BaHMEM KHCIIOTHI (T.€. pa30aBIeHHON XJIOPHUCTOBOIOPOIHON KUCIOTHI)
WJIM OCHOBaHUS (T.€. pacTBOpa THAPOKCHA HATPHsI) B pacTBOpHUTEINE (T.€. BOJIE) NPUBOAMT K MOIYyYSHHIO KapOo-
HoBoll kucnotsl I1Ix. Couetanue kucnots! IIIx ¢ amunom VIIIX B cTaHAapTHBIX YCIOBUSAX PEAKLIUU COYETAHUS, C
UCIIOJIb30BAaHUEM pearcHTa codveTaHws, T.e. [Oumc(auMmermnamuHO)MeTwieH]-1H-1,2 3-tpua3omno[4,5-b]mupu-
muaus 3-okcun rexcadropdocdara (HATU) umm O-6enzorpuazon-N,N,N',N'-rerpameTinypoHus-rekcadTop-
tdbocpara (HBTU), u ocHoBanwms, T.e. TpudTHiaamMuHa uiu N,N-gumsonponmmnTiiiamuia (DIPEA), B pactBopu-
Tese, HanpuMep auxiopMerane win JIM®A, npuBoaut k nonydeHuto VX. uknm3anust VX 1 MypaBbUHOU KH-
CJIOTHI B MIPUCYTCTBUM KAaTaIUTHYECKOTO KOJMYECTBA BOABI NPH MOBHIIIEHHON TeMIepaType NPUBOIUT K MOIY-
geHuto coenuaeHus Gopmyasl (I). B kauecTBe anbrepHaTuBB coequHeHUs GopMyIbl (I) MOTYT OBITH TIOTYUICHBI
IyTEM BO3JIEUCTBUS HA VX CUIIbHON KHUCIIOTOM, T.€. CEpHOM KHUCIIOTOH, C MOIYyYEHHEM aMHIHOTO MPOMEXYTOY-
HOTO COCMHEHMSI, KOTOPOE 3aTeM ILMKIN3YIOT B uppoionupuMuant Gopmyisl (1) ¢ tpustinopropopmuaTom u
YKCYCHBIM aHTHJPHJIOM TIPH MOBBILICHHOH TeMIlepaType.

O6mas cxema 4

Cl (@]
Re Re OH (R3)m
Z ~N 7 NH
X X X
2 J Cmadus 1 | » Cmaous 2 N NBoc
/ —— / N /
Re b R b Rq
0 RsY
Re OH (Ra)m OH (R3)m
7 N /7 %
X5 | X2
Cmadus 3 N N/ NHTFA Cmadus 4 N ,R2
/ n —_—
R4 4
Vb

rae X2 I'Ipe}J,CTaBJ'IﬂeT
cobon CRy

rae R,-Rg, X, m 1 n Takue, kak onpeneneHo B popmye (I).

OOmuii myTh MOJTy4eHUs! LeNeBbIX Mosekyn Gopmynsr (I) ¢ ucnonbp30BaHNEM MPOMEXYTOYHBIX COCIHHE-
auit Ib, IIIb, IVb u Vb 0003HaueH Ha oOmiei cxeme 4. Bo3aelicTBue Ha mpoMmexyTouHoe coenuHenue 11b 1,4-
nmuazoounukiio[2.2.2Jokranom (DABCO), pacTBopuTeneM, T.e. JUOKCAHOM H/HIIM BOJON, W OCHOBAHHEM, T.C.
KapOOHATOM KaHs WM KapOOHATOM Ie3Ws M MOJOOHBIMH, ITPH MOBHIIIEHHOH TeMIepaType IPHUBOIUT K IOJY-
YeHHUIO TIpoMexyTodHoro coenuueHus IIIb. Hykneodmibaoe npucoenunenue IIIb x mpoMeXyTOUHOMY COEIH-
HeHUuIo TpeT-OyTmi-1,6-[3]-nmokca-8-azactmpo[2.7]aekaH-7-0Ha ¢ UCIIOJIL30BAaHUEM OCHOBAHUS, T.€. KapOoHaTa
KaJTusl WU KapOoHaTa [e3Hsl U MOJ0OHBIX, B pacTBOpHUTEINe, T.e. quMeTmidopmamue (IM®DA), npu MOBEIIICH-
HOW TeMmIepaType MPUBOAUT K mosrydaeHuto [Vb. CHATHE 3amuThl ¢ IPOMEXYTOYHOTO coenuHeHus IVb ¢ mc-
MOJIb30BaHNUEM CHIIBHOM KHCIJIOTHI, TaKOH Kak TpudTopykcycHas kucnora (TDY), B pacTBopurene, T.€. IUXJIOp-
mertane (JIXM), npuBoauT K nonydeHnio Vb. AumimmpoBaHue MpoMeKyTOYHOI'O COeANHEHUS Vb ¢ monmydeHnem
coemuuaeHus Gopmyisl (1), rme X; npeacrariser coboit CR;, MOXET OBITh OCYIIECTBICHO ITyTEM COYCTAHUS KH-
CJIIOTBI B CTAaHAAPTHBIX YCJIOBHSX PpEaKIHWW COYETaHMs, C MWCIOJIB30BAaHHEM peareHTa COYeTaHus, T.e.
[6uc(mumernnamuno)metriieH]-1H-1,2,3-tpuazono[4,5-bnupununans  3-oxcun rekcadpropdocpara (HATU),
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i 6en3orpuazon-N,N,N',N'-rerpamernmiryponus-rekcaproppocpara (HBTU), n ocHOBaHHMS, T.€. TPUITHIAMHU-
Ha i N,N-mumzonpormmmtwiamuna (DIPEA), B pactBoputene, Hanpumep muxsopmerane win JJM®PA. B ka-
YeCcTBE AJbTEPHATHBEI MPOMEXYTOUHOE coeIWHEHHEe Vb MOXKeT OBITh alMIMPOBAHO C XJIOPAHTHAPHUIOM HWIH
KapOaMOMIXJIOPHIOM C HCIIOJIb30BaHMEM OCHOBaHWUs, T.e. TprdTWiamuaa wid DIPEA, u B pactBopurerne, T.e.
IUXJIOpMeTaHe, ¢ TofydeHuem coeauaennii Gopmynsl (1), rae X, npeacrasnser coboit C. [y cuHTE3a Coeau-
Henus hopmynsl (I), roe X, mpeacrasinser coboit S nmu S(O), HA MPOMEKYTOTHOE coeTMHEHNE Vb BO3IEHCTBY-
0T CyIb(QOHWIXIOPUIOM WIH CYJb(GUHOBBIM XJIOPHIOM W OCHOBAHHEM, T.€. TpHWATHIAMHHOM wWiu N,N-
muusonpormmnTwiamuaoM (DIPEA), B pactBopurene, T.e. auxiopmerane, JIM®PA ¢ mosrydeHneM TpeOyemMoro
npoaykra popmyist (I).

CMech DJHaHTHOMEPOB, TUACTEPEOMEPOB, LIUC/TPAHC-U30MEPOB, OIYIYCHHBIX B pE3yNIbTaTe MpoIecca, OIu-
CaHHOTO BHINIC, MOXKET OBITh pa3/icicHa Ha €€ OTACIbHBIC KOMIIOHCHTBHI IPU MOMOIIM METOAUKU XUPATbHBIX
COJICH, XpoMaTorpa(puu C HCIOIH30BAHUEM HOPMAIBLHOW (ha3bl, 0OpaTHON (a3bl WM XMPAIbHOW KOJOHKH, B
3aBHCHUMOCTH OT MIPUPOJIBI PA3ICICHUSI.

Crnenyetr HOHUMATB, YTO B ONMUCAaHUU U (HOopMyJie, TOKa3aHHON BHIIIE, Pa3IMUHbIe TPYyMITel Ry-Rs, Ry, Ry,
X1, X3, M, N U APYTHE EPEMEHHBIC SBIISAIOTCS TAKUMH, KaK OIPEAEIICHO BHIIIE, 32 HCKIIOYCHNEM CIyJaeB, KOTaa
ykazaHo wHoe. bosee Toro, 1 menei cuHTe3a COSAUHEHHSI ¢ 00muX cXxeM 1, 2, 3 u 4 SBIAIOTCS JIMIIH TIPUMe-
paMu ¢ BEIOPaHHBIMH PagUKaIaMH JUIS IeNiell HIUTIOCTPUPOBAHUS OOIIe CHHTETHYECKONH METOMOJIOTHH COEIH-
Henuit ®opmyel (1), onpenesIeHHBIX B HACTOSIIEM JOKYMEHTE.

CriocoObI MpUMEHEHHS PACKPBITHIX COSTUHEHUH.

Jpyro#l acneKkT HaCTOAMIEro U300PETEHHS OTHOCHUTCS K CIIOCO0Y JIedeHHUs 3a00JIeBaHUs MIIH HAPYIICHUS,
cBs3aHHOTO ¢ Moaysinueit USP7. YkazaHHBIN crioco0 BKIIFOYAET BBEICHHE MAIUCHTY, HYKIAIOIIEMYCs B JIede-
HUHY 3a00J1€BaHUH MM HapyLIeHUH, cBsa3aHHbIX ¢ Moxyisuueidr USP7, adexTnBHOrO KOJMuecTBa KOMITO3HIIUH
u coequnennit popmynst (1).

CornacHO JIpyromy aclekTy HacToslee H300peTeHne OTHOCUTCS K criocoOy mHruoupoBanus USP7. Yka-
3aHHBIN CIIOCOO BKIIOYAET BBEICHHUE MAIMCHTY, HYKIAOIEMYCS B 3TOM, d3(PPEKTHBHOTO KOJIMYCCTBA COCIHUHE-
Hus hopmysl (1).

Jpyro#l acmeKkT HACTOSIIETO M300PETEHUSI OTHOCUTCS K CIIOCO0Y JICUCHHS, MPEIOTBPAIICHNs, HHTHONPO-
BaHUS WM YCTPaHCHHS 3a00JI€BaHNS WIIM HAPYIIEH, CBI3aHHOTO ¢ mHruomposanuem USP7, y nmanmenTa, npu-
YeM yKa3aHHBIA CIIOCOO BKJIIOYAeT BBEICHHE MAIMECHTY, HY)KIAIOIEMYCs B 3TOM, 3()(PEeKTHBHOTO KOJIUYECTBA
coenuHenust popmyiel (I). B ogHOM BapuaHTe peann3anuy ykazaHHOe 3a00JIeBaHHE WIIM HAPYIIEHUE BBIOPAHO
W3 TPYNINBI, COCTOAIICH M3 paka M METacTa3MpOBaHUS, HEHpoaereHepaTHBHBIX 3a00JIeBaHUH, TMMYHOIOTHYE-
CKUX HapyIlIeHUH, nuadera, 3a00JIcBaHUIA KOCTCH M CYCTaBOB, OCTCONOPO3a, apTPUTHBIX BOCHAIUATCIBHBIX Ha-
PYUICHHH, CepACYHO-COCYIUCTHIX 3a00JICBaHUH, HIIEMIYSCKIX 3a00JICBaHUMN, BUPYCHBIX WH(PEKIUA 1 3a00e-
BaHU, NHPEKIIMOHHOCTH W/WITU ITATCHTHOCTH BHPYCa, a TaKKe OaKTepHUaTbHBIX HHOEKIUN 1 3a00ICBaHU.

Hacrosiee n300peTeHne Takke OTHOCUTCS K pUMeHeHUI0 uHruoutopa USP7 mist mpousBoacTBa Jiekap-
CTBCHHOTO CPEIICTBA, MPUMEHICMOTO B JICYCHUH, MPEIOTBPAICHUN, HHTHOMPOBAHUU MM YCTPAHCHHUU 3a00Jie-
BaHUs WU HapylieHus, omocpenoBanHoro USP7, mpuyeM yka3zaHHOE JIGKAPCTBEHHOE CPEJCTBO COICPIKHUT CO-
equHenne Gopmysl (1).

CornacHo IpyromMy aclekTy HacTosIee H300peTeHne OTHOCUTCS K CIIOCO0Y MPOM3BOJICTBA JICKAPCTBEHHO-
TO CPEACTBa IUIS JICUCHHUS, IPEAOTBPAIICHNS, HHTHOUPOBAHNS WIIM yCTPAHEHHs 3a00JeBaHUS WM HApYIICHIS,
onocpenoBanHoro USP7, mpuuem yka3zaHHOE JIEKapCTBEHHOE CPEICTBO CONEPIKUT coenuHerHue Gopmysl ().

JIpyroii actieKT HaCTOSIIETO W300pETEHMS] OTHOCHUTCS K coequHEeHHIO Gopmyisl (1) mist mpuMeHeHus s
MOJYYCHUS JICKAPCTBEHHOTO CPEACTBA JIJIS JICUCHsI 3a00JICBaHNs, CBI3aHHOTO ¢ MHrnoupoBanuem USP7.

CornacHo JpyromMy acmekTy HACTOsIIee M300peTeHHEe OTHOCUTCS K MPUMEHCHHUIO COCAMHEHUS (OPMYIIBI
() B mevyenun 3a00eBaHuUs, CBSI3aHHOTO ¢ MHrHOUpoBaHuem USP7.

Jlpyroil acmekT HaCTOAIIEr0 M300PETCHUs OTHOCUTCSA K CIOCOOY JICUCHHs PAaKOBOTO 3a0o0JicBaHMS. YKa-
3aHHBIN CIIOCOO BKIIOYAET BBEICHHUE MAIMCHTY, HYKIAOIEMYCS B 3TOM, d3(PPEKTHBHOTO KOJIMYCCTBA COCIHUHE-
Hust popmyisl (1).

CornacHO ApyroMy acreKTy HacTOsIIee H300pETeHne OTHOCHUTCS K CIIOCO0Y JIeUeHUsT HEeHpoIereHepaTHB-
HOTO 3a00JIeBaHus. YKa3aHHBIN CIIOCO0 BKITIOYAET BBEJCHHE MMAIIMCHTY, HYKIAIOMEMYCSI B 3TOM, 3PPEKTHBHOTO
KonmuyecTBa coequHeHus popmysr (I).

Jlpyroii acTieKT HaCcTOSIIETO N300PETEHUSI OTHOCUTCS K CIIOCO0Y JICUSHUST BUPYCHOW MH(EKITUU WITH 3a00-
JeBaHMA. YKa3aHHBIN CIIOCOO BKITIOUAST BBEJCHHE MAIMCHTY, HYKIAIOMEMYCs B 3TOM, 3((HEKTHBHOTO KOJIHYe-
ctBa coequHeHUs Gopmyisr (I).

CornacHO APYromy acrekTy HacTosee M300peTeHHne OTHOCHTCS K CHOCOOY JIEUeHUsS] BOCHAIMTEILHOTO
3a00JICBaHMS WM COCTOSIHUS. YKa3aHHBIN COCO0 BKIIIOYAET BBEICHUE IMALUCHTY, HYXKIAIOMIEMYCS B 3TOM, 3(-
(hekTUBHOTO KOJMUECTBa coequHeHUs popmys (I).

Jpyroii acrieKT HaCTOSIIEr0 H300PETCHUS OTHOCHTCS K CIIOCO0Y CTUMYJIMPOBAHHUS OCTAHOBKH KIICTOYHOTO
IIUKJIA, allONITO3a B OMYXOJIEBBIX KIIETKAX /WM YCHUJICHUS OMyXoyiecnenu(puaeckoro T-KIETOYHOTO UMMYHUTE-
Ta. YKa3aHHBIA CITOCOO BKIIIOYACT MPHUBEICHHUE KICTOK B KOHTAKT C 3(P()EKTUBHBIM KOJIHYCCTBOM COCIUHCHHS
dhopmymesr (1).

B onmHOoM BapmaHTe peanmzanyy HacTosIiee H300peTeHne OTHOCHTCS K MpUMeHeHuto uHrunouTopa USP7
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JUTSL TIPOU3BOJICTBA JICKAPCTBECHHOTO CPEACTBA, MPUMEHICMOTO IS JICUCHHS, PEIOTBPAILCHISI, HHTHOUPOBAHHUS
WIN YCTPaHCHUS 3a00JICBaHUS WU HAPYIICHHUS, CBI3aHHOTO C PaKOM MM METACTa3HPOBAHUEM, HEHpOICreHepa-
TUBHBIMH 3200JICBAHUAMH, UMMYHOJOTHYECKIMH HAPYIICHUSAMH, AuabeTroM, 3a00ieBaHISIMHA KOCTEH M CycTa-
BOB, OCTEOIIOPO30M, apTPUTHBIMH BOCHAIUTEIHHBIMI HAPYIICHUAMH, CEPACIYHOCOCYIUCTHIMH 3a00JIeBaHUSIMH,
WIIEMHYECKUMHU 3a00JIEBaHUSMHU, BUPYCHBIMU HH(DEKIUAMHU W 3a00JIeBaHUSAMHU, WH()EKITMOHHOCTHIO W/WIIN Jia-
TEHTHOCTBIO BHPYCA, a TaKKe OaKTepHUaTbHBIMU HHDEKITUAMU 1 3200 ICBAaHUSIMH.

B npyrom BapuaHTe peayM3anMy HAcTosIIee W300peTeHHe OTHOCUTCS K coenuHeHuto Gopmyisl (1) mmu
(hapmarieBTHIECKON KOMITO3UITIH, COJIEpKAICH COeTNHEHNE COTIIACHO HACTOSIIEMY N300peTeHUIo U apMarieB-
TUYECKU MPUEMJIEMBIH HOCHUTENb, KOTOPBIC TPUMCHSIIOT JUIS JICUCHHS PAKOBBIX 3a00JICBaHMIA, BKIIOYAs, HO HE
OTPaHUYUBASCH UMH, JUIIOCAPKOMY, HEHPOOIaCTOMY, TITHOOIACTOMY, paK MOYEBOTO ITy3BIPsI, paK KOPBI HAJIO-
YCYHUKOB, MHOXKCCTBCHHYIO MHEJIOMY, KOJOPEKTAIBHBIA pakK, HEMEIKOKICTOYHBIH pakK JICTKOTO, BBI3BAHHBIC
BHUPYCOM MAMWIIOMBI YEIOBEKA paK MICHKH MATKH, POTOTJIOTKH, MEHICA, aHANBHBIA PaK, paK IUTOBUIHON Ke-
JIe3bl WK PaK BIIATAJUINA, WM BBI3BAHHBIC BUPYCOM JiTeiiHa-bapp KapirHOMY HOCOTJIOTKH, PaK JKEITYIKa,
pak MpsIMO¥ KHWINIKH, paK MIMTOBHIHOW kele3bl, TuMdpomMy XomKkkuHa win quddy3Hyr0 B-KpynHOKIETOUHYIO
TuMQpomy.

B HekoTOpHIX BapHaHTaxX peajH3alyy MalMeHTa BHIOMPAIOT [UIA JICUCHHS] Ha OCHOBAHHU aMIUTH(UKAIH
TEHOB W/WJIM TIOBBIMIEHHON omyxoJieBoit axcnpecun USP7, MDM2 ninu MDM4 0THOCHTENEHO SKCTIPECHH B TKa-
HIX. B Apyrux BapmaHTax peann3alviy MalMeHTa BEIOWPAOT I JICYCHUST HA OCHOBAHMH OIYyXOJIEBOH KCIIpec-
cun TP53 nukoro Twma mim Ha OCHOBAaHHM COCTaBa MMMYHHBIX KJIETOK OITYXOJIM, B YaCTHOCTH HMOBBIIIEHHOTO
KOJIMYECTBA PerysaTOpHBIX T-mumdonutos, kiaetok CD4+CD25+FoxP3+ T

B HekoTOpBIX BapuaHTaxX peaju3alud BBeAcHUE coequHeHus Gopmyisl (I) wnmm gapmaneBTHdeckoil Kom-
MO3HIINH, CONICPXKAIICH COCIMHEHUE COTNIACHO HACTOSANIEMY H300pPETCHHUIO M (hapMaleBTHICCKH MPUEMIICMBIN
HOCHUTEITh, BEI3BIBACT H3MCHEHUE B KIICTOYHOM ITUKJIC WJIA BEDKUBACMOCTH KJICTOK.

Hanpumep, n3MeHeHUE B KJICTOYHOM IUKJIC WK BEDKUBAEMOCTH KJICTOK MOXKHO BBISIBUTH IO TOHMKCHHBIM
OITyXOJIEBBIM YpOBHAM Oenka MDM?2 w/mnm no yBennueHHbIM ypoBHsM TP53, CDKNI1A (p21, Cipl), PUMA
i BAX, Wi 1o yBeTWYSHHON SKCIIPECHH OJTHOTO Wi OoJiee IeNIeBbIX TeHOB pS3. B omHOM BapwmaHTe peann-
3aIMM TIeJIeBble TeHBbl P53 BKIOYAOT, HO He orpanwumBaroTcs mmu, CDKNI1A (p21, Cipl), BBC3 (PUMA),
BAX win MDM2.

B npyrom BapuaHTe pealM3aniy HAcTosIIee U300peTeHre OTHOCUTCS K coenuHeHuto Gopmyisl (1) mmu
(hapMareBTHIECKON KOMITO3UITHH, COJIEpIKAIIeH COeTMHEHNE COTIIACHO HACTOSIIEMY N300peTeHUIo U apMarieB-
TUYECKH TPUEMIIEMBIi HOCHTENb, KOTOPHIE MPHUMEHSIOT UIS JICUCHHS HEWpOIeTeHepaTHBHBIX 3a00JIeBaHUA,
BKITIOYAsi, HO HE OTPaHUYMBASICH UMM, OOJIC3Hb AJBLIelMepa, PAacCesTHHBIA CKIepo3, 00Je3Hb XaHTUHITOHA,
WH(CKIIMOHHBIN MCHUHTHT, SHIC(HaTOMHUEINT, 001e3Hb [lapkuHCOHA, aMHOTPO(GUICCKUH TaTepalbHBIA CKIIEPO3
WY SHIIE(aTuT.

B npyrom BapmaHTe peanm3aldé HACTOsIIEE M300pPETEHUE OTHOCUTCS K coenuHeHHto Gopmyinsl (1) wmim
(hapMareBTHYCCKON KOMITO3UITUH, COJIEPKAIICH COCTMHCHHUE COTJIACHO HACTOSIIEMY U300pETEHUIO U (hapMarieB-
TUYECKU TMPHUEMIIEMBI HOCHUTENb, KOTOPHIC NMPUMEHSIOT I JICYCHHS BHPYCHBIX MH(EKIWH W 3a00JeBaHUM,
BKITI0Yas, HO HE OTPAaHWYINBAsICh UMH, BUPYCHBIC HH(EKINH, BEI3BAaHHBIE BUPYCOM IIPOCTOTO Tepreca 1 u 2 Tura,
renatuT A, renatut C, KOpOHABUPYCHYIO HH()EKINIO U 3a00JIeBaHNE, BEI3BAHHOE BUPYCOM aTHITMYHOM ITHEBMO-
HUH, BUpYyC DmTeiHa-bapp, puHOBUpyCHBIE HHPEKITUN U 3a00JIeBaHuUs, aJlcHOBUPYCHBIE HHMEKITNH WK 3a00-
JICBaHUS WU TIOJINOMUEIIHT.

B npyrom BapuaHTe pealM3aliy HAcTosIIee W300peTeHNe OTHOCUTCH K coenuHeHuto Gopmynsl (1) mmu
(hapMareBTHYCCKON KOMITO3UITUH, COJIEPKAIICH COCTMHCHHUE COTJIACHO HACTOSIIEMY U300pETEHUIO U (hapMarieB-
TUYECKU MPUEMJIICMBI HOCHUTEIb, KOTOPhIC TMPUMCHSIOT JUIS JICUYCHUS BOCHATUTEIBHBIX 3a00JIEBAHUI WM CO-
CTOSIHUI, CBSI3aHHBIX C HAPYIICHUSIMH METa00JIM3Ma, BKIIIOYasi, HO HE OrpaHUYuBasch umu, nuadet Il tuma, wH-
CYJIMHPE3UCTECHTHOE CEPJCYHO-COCYNCTOE 3a00iIeBaHNe, apUTMUIO, aTepOCKIIepo3, 3a00jeBaHUEe KOPOHAPHOM
apTepUu, TUIEPTPUTIUIICPUICMHUIO, JUCIHITUACMUIO, PETHHOIATHIO, HS(hPOTIATHIO WIIH MaKyJISIPHBIN OTCK.

B npyrom BapmaHTe peanm3alié HACTOsIIEE W300pPETEHUE OTHOCUTCS K coenuHeHHto Gopmyinsl (1) wmim
(hapMareBTHIECKON KOMITO3UITIH, COJEpKAIICH COeTNHEHNE COTIIACHO HACTOSIIEMY N300peTeHUIo U papMarieB-
TUYECKH TPHUEMJIEMBI HOCHUTENh, KOTOPhIE TMPUMEHSIOT U JICUCHHS BOCHATUTENBHBIX 3a00IeBaHUIl WIN CO-
CTOSIHUM, CBS3aHHBIX C BOCHAJIHMTEIHHBIMH 3a00JICBAHUAMHI KUIICYHHUKA, BKIFOYAs, HO HE OTPaHHMYMBAsICh WMHU,
WJICHT, I3BEHHBIN KOJUT, CHHApOM bepperta mimm 6one3ns Kpona.

Jpyroii acmieKT HAaCTOAIIETO U300PETEHHUS OTHOCUTCS K (hapMarieBTHIECKUM KOMITO3HIHSAM, COEPKaIIuM
coenuHenue hopmynsl (I) 1 hapmaneBTHIECKN MPUEMIIEMBIH HOCHTENh. Y Ka3aHHbBIN (hapMaIleBTHUECKH TpHUeM-
JIEMBIF HOCHUTEIh MOXKET TOTOJHUTEIHHO BKJIFOYATh BCIIOMOTATEIFHOE BEIICCTBO, Pa30aBUTEIh HITH MOBEPXHO-
CTHO-aKTHBHOE BELIECTBO.

B omHOM BapmaHTE pealn3alluyl HACTOSIIECTO W300pEeTEHHS MPEIUIOKEHBI CIIOCOOBI JeUeHUs 3a00ICBaHHS
W HapyIICHUs, CBs3aHHOTO ¢ Moxyisnueit USP7, Bkiroyas pak U MeTacTa3upoBaHKEe, HEHPOAereHepaTUBHBIC
3a00JIcBaHNs, IMMYHOJIOTHYECKHEC HAPYIICHUs, TUa0eT, 3a00JIeBaHUsI KOCTCH U CyCTaBOB, OCTEOMOPO3, apTPHUT-
HBIC BOCIAJTHUTEIBHBIC HAPYIICHUS, CEPICYHOCOCYAUCTHIC 3a00JICBaHHS, HIIEMUYECKHUEC 3a00JICBaHHSI, BUPYCHBIC
nHpEKINA 1 3a00J1eBaHus, HHPEKITMOHHOCTh W/WIH JIATEHTHOCTh BUPYCa, a Takke OaKkTepraibHble HHOEKITUN U
3a0o0JeBaHMs, IPUYEM YKa3aHHBIE CIOCOOBI BKITIOYAIOT BBEJCHHE MANMEHTY, CTPaJaromieMy MO0 MEHbBIICH Mepe

- 81 -



038204

OT OJTHOTO U3 YKa3aHHBIX 3a00JICBaHHUI WIIM HAPYIICHUH, coequHeHus popmyisl ().

OIHMM U3 BapUAHTOB TEPANICBTUYCCKOTO MPUMCHCHHS COCITUHCHUN WIIM KOMIIO3HMIIUN COTJIACHO HACTOS-
meMy u3zoOpereHuto, mHruoupyromux USP7, saBisiercs oOecrieueHWe JICUCHHs IMAalMCHTaAM WIH CyOBeKTam,
CTPAJAIONINM OT paka M METAaCTa3UpOBAHMSA, HEHpOIEreHEepaTUBHBIX 3a00JIEBaHHN, IMMYHOJIOTHIECKUX HAPY-
meHnid, auadera, 3a00JeBaHUI KOCTEH M CYyCTaBOB, OCTEOIOPO3a, ApPTPUTHBIX BOCHAIHMTEIHHBIX HApYIICHUH,
CEPIEeYHOCOCYTUCTHIX 3a00JIeBaHUM, HIIEMUIECKUX 3a00JIeBaHHN, BUPYCHBIX MHMEKIMH W 3a00JeBaHUM, HH-
(heKIIMOHHOCTH W/WIIH JTATCHTHOCTH BHPYCa, a TAKKe OaKTEPHATBHBIX HHPEKIIUH 1 3a00ICBaHHMA.

PackprITBIe B HACTOAIIEM JOKYMEHTE COSAMHEHHSI COTIIACHO HACTOSIIEMY H300PETEHHIO MOYKHO BBOJIUTD B
3(h(HEeKTUBHBIX KOTUYECTBAX IS JCUCHUS WU MPEIOTBPAICHHS 3a00JIeBaHUS W/WIIH ISl IPESIOTBPALICHUS €TO
pa3BUTHS Y CYOBEKTOB.

BBeneHne pacKkphITHIX COCIMHEHUI MOXKET OBITh OCYIIECTBICHO JTHOOBIM CIIOCOOOM BBEICHHUS TEPAICBTH-
YECKHX arcHTOB. Takue crocoObl BKIFOYAIOT CHCTEMHOE WM MECTHOE BBEACHHUE, HATIPUMED TEPOPaNbHbIN, Ha-
3aJbHBIH, MapeHTEpalIbHBIH, YPECKOKHBIH, BarMHAIBHBIH, OYKKaJIBHBIH, PEKTAJBHBIH MM MECTHBIH CHOCOOBI
BBCJICHUSI.

B 3aBucmMoCTH OT HperonaraeMoro crocoda BBEICHUS PACKPBHITBIE KOMIIO3HIIMK MOTYT HAaXOIHWTHCS B
TBEpAOH, IOTYTBEPAON MM KHIKOH JIEKApCTBEHHOH (opMe, TaKUX KaK, HAaIpUMep, JIEKapCTBEHHBIC (HOPMBI IS
WHBEKINH, TabJIETKH, CYNIO3UTOPHH, IpaXke, KalCylbl ¢ 3aMeIJICHHBIM BBICBOOOKICHNEM, YIUKCUPHI, HACTOM-
KH{, SMYJIBCUH, CUPOTIBI, IOPOIIKH, KUAKOCTH, CyCIICH3UH WIIH MO00HBIE, MHOTa B €AUHIYHBIX JICKAPCTBCHHBIX
(hopmax U B COOTBETCTBHH C OOBIYHBIMH (hapMaIEeBTHUECKUMHU MpakTUKaMu. CXOTHBIM 00pa30M OHH TaKKe MO-
TyT OBITh BBEJEHBI BO BHYTPUBEHHOW (Kak OOJIIOCHOH, Tak M WH(Y3NOHHOHN), HHTpANEpUTOHEATHHON, TIOIKOXK-
HOW WJIM BHYTPHUMBIIICYHOW (hOpME, M BCE UCTIONB3YeMbIe (POPMBI XOPOIIIO U3BECTHHI CICIHAINCTAM B 00JacTh
(apmaneBTHKY.

WnmrocTpaTHBHEIME (hapMaIleBTUIECKUMU KOMIIO3HUIIUSAMU SIBISIOTCS TaOJIETKH W JKEJTATUHOBEIC KaIlCYJIbI,
COJIEpKAIIE COCIUHCHHUE COTIIACHO HACTOAIIEMY H300pETCHHIO M (papMalleBTUYCCKU MPUEMIIEMbIH HOCHTEINb,
TaKOW Kak a) pa30aBHUTEIb, HAIPUMEP OYHUIICHHYIO BOIY, TPUTIUIICPUIHBIC Macia, TAKUEe KaK THIPOTCHU3UPO-
BaHHOE WJIM YaCTHYHO THIPOTEHU3UPOBAHHOE PACTUTEIIFHOE MACIIO, WM UX CMECH, KYKypy3HOE€ Macjo, OJIMBKO-
BOE MacJIo, Maclio MOACOTHEYHUKa, cadIiopoBOe Macio, pelOHbIe Macia, Takue kak EPA ninn DHA, nimi ux a¢gu-
PBI WIIM TPUTTIUICPUABL, FUIM UX CMECH, OMeTra-3 >KUPHbBIE KUCIOTHI WM UX IMPOU3BOIHEIE, TAKTO3Y, IEKCTPO3Y,
caxapo3y, MaHHUT, COPOUT, IEJUTI0JI03Y, HATPUH, caxapuH, TIIOKO3Y W/WIH TJIMIHH; 0) cMa3bIBaoIee BEIIECTBO,
HaIpUMep TUOKCHJ KpPEeMHHUS, TaJlbK, CTEApHHOBYIO KHCJIOTY, €€ MarHHEBYIO WJIM KaJIBIUEBYIO COJb, OJieaT Ha-
TpHsA, cTeapaTr HAaTpHA, CTeapaT MarHus, OEH30aT HATPHS, alleTaT HATPHA, XJIOPHUI HATPHUA W/IIIH TOJHITHIICHT -
JIMKOJIb; TAKKE JUIS Ta0JIETOK, B) CBS3YIOIICE BEIIECTBO, HAIPUMEP ATFOMOCHIIMKAT MarHUs, KpaxMadbHYIO Iac-
Ty, XKCIATHH, TPaKaraHT, MCTHJIIEIUIIONI03Y, KapOOKCUMETHIIICIUTION03Y HATPHS, KapOOHAT MAarHHS, HATYPallb-
HBIC caxapa, TaKHhe Kak TIII0K03Y WK OeTa-JIaKTo3y, CaXapUCThIC BEMIECTBA U3 KYKYPY3bl, HATYpallbHBIC i CHHTE-
TUYECKUE CMOJIBI, TAKHE KaK apaBUUCKYIO KaMellb, TpParakaHT WIH aJbIMHAT HATPUSA, BOCKU W/WIM TOJUBHUHMI-
TUPPOITHIOH, TIPH HEOOXOJMMOCTH; T') Pa3phIXJIUTEIb, HATIPUMEP KPaxMalibl, arap, METHIIICIUTION03Y, OCHTOHHUT,
KCaHTaHOBYIO KaMelb, aJbIUHOBYIO KUCIIOTY HIIH €€ HATPUCBYIO COJIb, HITH IIUITYYHE CMECH; 1) abCOpOeHT, Kpa-
CHUTEJIb, aPOMATHU3aTOP M MOICIACTUTEINB; €) 3MYJBraTop WM TUCIICPTUPYIOMNIN areHt, Takoil kak TBuH 80,
nmabpacon (Labrasol), HPMC, DOSS, kanpoun (caproyl) 909, nabpadaxk (labrafac), mabpacdun (labrafil), memeosn
(peceol), TpanckyTon (transcutol), karmyn (capmul) MCM, kanmyn PG-12, kanrekc (captex) 355, remykup (ge-
lucire), Butamua E TGPS wnm apyroi mpueMeMblid SMYyJIbraTop; W/HIH JK) areHT, YCUIMBAIOIINA a0CcopOIHio
COEIMHEHUS, TAKOW KaK IUKJIOJACKCTPUH, THIpOoKcunpormnukionekctpua, PEG400, PEG200.

YKunkue, B 0COOCHHOCTH UHBCIUPYEMBIC, KOMIIO3UIIUH MOTYT, HAIPUMED, OBITh MMOTy4eHBI TyTEM PACTBO-
peHUS, TUCTICPTUPOBAHUS U T.N. HampuMep, pacKphITOe COCTUHCHHUE PACTBOPSIOT MM CMEIIMBAOT C (hapMarieB-
TUYECKU MPUEMIIEMBIM PACTBOPUTEIICM, TAKUM KaK, HAPUMEp, BOJa, COJICBOW PacTBOP, BOTHBIN PaCTBOP JICKCT-
PO3BI, TJIHIEPHH, TAHOI U TMOJOOHEBIC, YTOOBI TAKUM 00pPa30M MOYYUTh HHBCIUPYEMBIH H30TOHUYCCKHNA pac-
TBOp WJIM CyclieH3uIo. benku, Takue Kak aapOyMHH, YaCTHIBI XMJIIOMHKPOHA MIIH CHIBOPOTOYHBIC OCIIKH, MOTYT
OBITh MCTIOJB30BAHBI JJIs1 COMFOOMIA3AINY PACKPHITHIX COCAUHCHHH.

PackprITBIe COeIMHEHHS TaK)Xe MOTYT OBITH COCTAaBJICHBI B (hOpME CYMITO3UTOPHS, KOTOPBIA MOXKET OBITH
MOJYYEH U3 JKUPHBIX SMYJIBCUI WIN CYCHCH3UH C MCIOIB30BAHUEM ITOJIMANKHMICHTINKOICH, TAKUX KaK MPOIIH-
JICHTJIMKOJTb, B KAYECTBE HOCHUTES.

PackprIThIe COeMHEHNS TaK)Ke MOXKHO BBOJAUTH B (hOpMeE JIMIIOCOMHBIX CHCTEM JIOCTAaBKH, TAKUX KaK Ma-
JIBIe MOHOJAMEJUISIPHBIE BE3WKYJIBI, KPYITHBIC MOHOJAMEIUIPHBIC BE3UKYJIBI U MYJIbTHIAMEIUISIPHBIC BE3UKYIIBL.
Jlunmocombl MOTYT OBITH 00pa3zoBaHbl M3 psna (HOCHOIUMUAOB, BKIIOUAIONINX XOJCCTEPHH, CTEPHIAMUH WIIH
dbocharuamixonuHbl. B HEKOTOPEIX BapuaHTaX peau3alliy IUICHKY JUIUAIHBIX KOMIIOHCHTOB THAPHPYIOT MPU
MOMOIIIK BOJHOTO PacTBOpPA JICKAPCTBEHHOTO CPEICTBA A (HOPMUPOBAHHUS JTUITHTHOTO CJIOs, 3aKITIOYAOIICTO B
ceOe JeKapCTBECHHOE CPeACTBO, Kak ommcaHo B mareHTe CILIA Ne 5262564, KOTOpPBIH BKIIOYCH B HACTOSIIHI
JIOKYMEHT BO BCEH IMOJIHOTE TIOCPEICTBOM CCHLIKH.

PackprIThle COCTUHEHUST TaK:Ke MOTYT OBITh JOCTABICHBI C TMPUMCHECHHEM MOHOKIIOHATBHBIX aHTHUTCI B
Ka4eCTBE OTJIENIHBIX HOCUTEINCH, K KOTOPBIM MPUCOCIMHEHBI PACKPHBITHIC COCAMHEHUS. PacKphIThIe COCTMHCHUS
TaKXKe MOTYT OBITh MMPUCOCINHEHBI K PACTBOPHMEIM HOJIHMEpaM, KOTOPBIE HCIOIB3YIOT B KAYeCTBE HaIlpaBiIsie-
MBIX HOCHTEJEH JIEeKapCTBEHHOTO CpeAcTBa. Takue MoIMMepsl MOTYT BKIIOYATh HOJIMBHHIINIAPPOIINIOH, THPa-
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HOBEIM COMONUMEp, MOIUTHUIPOKCHIIPOMMIMETAKPUIAMUA-()DEHON, TOJIUTHAPOKCUITHIACTIAHAMUI(BEHOT WA
TIOJIMA THIICHOKCHIITONIMIIM3HH, 3aMCIICHHBIH MaIbMUTOMIIOBBIMU OCTaTKaMH. boliee TOro, pacKpBITHIC COCTUHE-
HUSL MOTYT OBITh IPHUCOEAMHEHBI K KiIaccy OMopas3iaraeMbIX MOJMMEPOB, MOJXOMANINX UIS JOCTIDKEHHS KOH-
TPOJUTUPYEMOTO BBICBOOOXKICHHS JICKAPCTBEHHOTO CPENCTBA, HAIpPUMEp, IOJUMOJIOYHAS KHCIIOTA, TOJIHMAIICH-
JIOHKAIPOJIAKTOH, TOJHTHIPOKCUMACIIIHAS KHUCIOTa, MOTHMOPTOI(HPHI, IONHAIETaNH, TOJIATHIPOIHPAaHbI, I10-
JUIHAAHOAKPIIIATHl U TOTIEPEYHO-CIIUTHIC FIIH aM(pHUIaTHIHEIE OJIOK-COMONMMeEpHI Tuaporeneil. B omqHoMm Bapu-
aHTEe peau3alliy PacKpPhIThIC COSANHEHNS HE SBIIIOTCS KOBAJICHTHO CBSI3aHHBIMH C ITOJTMMEPOM, HAIpUMeEp I0-
JIMEPOM TOIHKapOOHOBOW KHUCIIOTHI FIIH MTOJIMAKPHUIIATOM.

[NapenTepanbHOC WHBEKIIMOHHOS BBEACHUC B IICJIOM HCIOJB3YIOT JUIS MOJKOXKHBIX, BHYTPUMBIIICYHBIX
WM BHYTPUBCHHBIX HHBCKIMHA 1 WHQy3uil. JlekapcTBeHHBIC (POPMBI A1 MHBEKIUH MOTYT OBITH MPUTOTOBIICHBI
B CTaHJapTHHIX (hopMax, TUOO B BUJIC KUIKHX PACTBOPOB WIIU CYCIICH3HUH, JIMOO B TBEPIBIX (hopMax, MOIXOIs-
IIMX TS PACTBOPEHHUS B )KHUIKOCTHU TIEPEIl MHBEKIUCH.

Jpyroii acmekT HAacTOSAIIETO U300PETCHHS OTHOCUTCS K (hapMaIleBTUYECKUM KOMITO3HIIASM, COJICPIKAIIUM
coequaeHue Gopmyisl (1) u hapMmaneBTHYCCKH TPUEMIIEMBIH HOCUTENb. Y Ka3aHHBIH (papMaIleBTUYCCKH TIPHEM-
JIEMBII HOCHUTENb MOXKET IOTIOIHUTEIHHO BKJIIOYATh BCIIOMOTATENFHOE BEIIECTBO, Pa30aBUTENh HIIM MTOBEPXHO-
CTHO-aKTHBHOE BEIIIECTBO.

Komnozuiun MoryT OBITh IPUTOTOBJIEHB! COTIACHO CTaHAAPTHBIM CIIOCO0aM CMEIICHUS, TPAHyIUPOBAHUS
WITH TIOKPBITHS 000I0YKOH, 1 KOMITO3UIINH COTIACHO HACTOSIIEMY H300PETEHUIO MOTYT CO/ICPKaTh OT MPHUMEp-
HO 0,1% mo mpumepHO 99%, oT mpumepHO 5% 10 mpumepHO 90% wim oT pumepHO 1% 1o mpumepro 20% pac-
KPBITOTO COSIMHEHHS IT0 Macce WIH 00BEMY.

PexuM HO3UPOBKM C TPUMEHEHHEM PACKPBITOTO COCIUHCHHUS BBIOMPAIOT, MCXOIS W3 psna (akTopos,
BKITIOYAsl THII, BHJI, BO3PACT, MacCy Teja, O] U MEAUIMHCKOE COCTOSHUC MAIMCHTA; TSKECTh COCTOSHHS, ITO-
BEPraroIerocs JICYCHUIO; MyTh BBEICHHUS; MOYCUHYIO U TICYCHOYHYIO (DYHKIUIO y TANUCHTa; U KOHKPETHOE
PACKpPBITOC COCAWHCHHE, KOTOPOE MPUMEHSIOT. CpeHUil CIIeIaaicT B 00IaCTH MEIUIMHBI WA BETCPUHAPUHI
MOXET C JIETKOCTBIO ONpPEJEIUTh M MpOonHcaTh 3PPEeKTUBHOE KOINYECTBO JIEKAPCTBEHHOTO CPEICTBa, HEOOXO-
JIIMO€ JUTSI IPEJOTBPALICHHS, TPOTUBOICHCTBUS MIIN OCTAHOBKH IPOTPECCHPOBAHUS COCTOSHISL.

D¢ dexTuBHBIE BENWYUHBI 03 PACKPHITHIX COCAWHCHWH MPU MPUMEHEHUH U TOCTIDKEHHS YKa3aHHBIX
3¢ dexToB BappUpyIOT B Ipeaenax oT npuMepHo 0,5 Mr g0 mpumMepHo S000 M pacKphITOrO COSTUHEHHSI TI0 He-
00XOIMMOCTH TSI JISYCHHS COCTOSTHAS. KOMITO3WITMY /Il IPUMEHEHHUS in Vivo HWITH in Vitro MOTYT COIlepKaTh
npumepHo 0,5, 5, 20, 50, 75, 100, 150, 250, 500, 750, 1000, 1250, 2500, 3500 nam 5000 MT PacKpHITOTO COEIM-
HEHHS WIN COCIWHECHUS B TUAla30HE OT OJHOTO KOJHMYECTBA JO APYTOTo KOJWYECTBAa B MepedHe 103. B omHOM
BapHaHTE Peai3aliy KOMIIO3UIIMH HaXOIATCs B (hopMe TaOIETKH, KOTOPAast MOXKET OBITh IOMEUCHA PUCKOIA.

Ipumepsr

N3o6peTenne nanee MpoOUJUIIOCTPUPOBAHO IPH IIOMOIIM CJIEIYIOMINX ITPUMEPOB U CXEM CHHTE3a, KOTOPHIC
HE CJIEAYEeT pacCMaTPHBATh KaK OIPaHUYMBAIOIINC OOBEM MU CYNIHOCTh HACTOSIIETO M300PETCHHS KOHKPET-
HBIMH METOJMKAMH, OITMCAHHBIMH B HACTOSIIEM JOKyMeHTe. ClenyeT MOHUMATh, YTO PUMEPHI IIPUBEICHBI IS
WLTIOCTPAIIMY KOHKPETHBIX BAPHAHTOB PEaM3alliy U YTO OHH HE MPEIIOIaraloT OrpaHIYCHIS 00beMa HaCcTOsI-
mero mo0pereHusd. [lamee ciemyeT MOHMMATh, YTO MOKHO MPHUOETHYTH K Pa3iNUYHBIM APYTUM BapHaHTaM pea-
JM3aIMY, MOIU(DHUKAIHAM I SKBUBAICHTaM, KOTOPHIE MOTYT OBITh OUEBHAHBI CTICIIHATNCTaM B JTaHHOH obJac-
TH, 0€3 OTKJIOHEHHUS OT CYINTHOCTH HACTOSIIET0 M300pETeHHS W/WIN 00beMa OXpaHbl MPUIOKEHHOW (OPMYITBI
N300peTeHUS.

AHaATUTHYECKUE METOBI, MaTEPHUAITl 1 HHCTPYMEHTHIL.

Eciu He yka3zaHO WHOE, peareHThl U PACTBOPUTEIIH UCIIOIB30BAH B TOM BUE, KAK OHU OBUIH TIOJTYYCHBI U3
KOMMEPYECKUAX UCTOYHUKOB. CIIEKTPBI MPOTOHHOTO SIICPHOTO MAarHUTHOTO pe3oHaHca (SIMP) Obuti moirydeHbI
Ha cniekTpoMmeTpax Bruker mimu Varian npu gactote 300 niau 400 MI'. CriekTpsl ykazansl B ppm (8), a KOHCTaH-
TBI B3aUMOJIeHicTBUS, J, ykazaHsl B ['epriax. B kauecTBe BHYTPEHHETO CTaHAAPTA UCIOJB30BAINA TETPAMETHIICH-
nan (TMC). Macc-cniekTpsl moiry4aiy ¢ IIpuMeHeHHeM Mmacc-ciekrpomerpa Waters ZQ Single Quad (nonnza-
s anexTpopacnsuieHneM (MOP)). Macc-cniekTpaibHble JaHHBIE [0 YHCTOTE M ¢ HU3KOH pa3peruaromiei cro-
COOHOCTBIO M3MEPSUIN MPH HOMOIIN CUCTEMBI cBepXaddexTiBHOI xuakocTHON xpomaTorpaduu (UPLC) Waters
Acquity i-class ¢ hoToaHOTHO-MATPUYHBIM JETEKTOPOM Acquity, HICTIAPUTEIHHBIM JIETEKTOPOM CBETOPACCETHHUS
(ELSD) Acquity u macc-criektpomerpom Waters ZQ. JlaHHBIE MOTyYasyd TPY TIOMOIIHA IPOTPaMMHOTO o0ecrie-
genuss Waters MassLynx 4.1, a 4ucToTy XapakTepu30BaIH 10 JuHEe BOJHB Y@ 220 HM, UCTIApUTEIILHON Jie-
tekmu cBetopaccesaus (ELSD) 1 anekTpopaciblIeHHIO TTOJIOKATENBHO 3apshkeHHBIX HoHOB (MOP). (Komonka:
Acquity UPLC BEH C18 1,7 mxm 2,1 x 50 mm; ckopocts otoka 0,6 miu/MuH; pactBoputens A (95/5/0,1%: 10
MM ¢opmuaTa aMMOHUS/AIlCTOHUTPHUIIA/MYPaBbUHONW KHUCIIOTHI), pacTBopurenb B (95/5/0,09%: ameronutpu-
J1a/BOIBI/MYPaBBHHON KUCIOTHI), rpagueHT: 5-100% B ot 0 mo 2 mun, yaepxanue 100% B 1o 2,2 mun u 5% B
npu 2,21 muH. [IpenapatuBabie BOYXXX-ouncTky ocymiecTBIsM Ha TipernapaTuBHONM kosoHke Waters SunFire
C18 OBD, 1004, 5 mxM, 19 MM x 50 MM, penapaTuBHO# Kononke Waters XBridge BEH C18 OBD, 1304, 5
MKM, 19 MM x 50 MM ¢ Y®-nerextupoBanneMm (Waters 2489 Y®/998 PDA), nmpemapaTtuBHOi KojoHKe Waters
SunFire C18 OBD, 100A, 5 MM, 19 MM x 150 MM, npenapaTusHoii kononke Waters XBridge BEH Shield RP18
OBD, 130A, 5 mxm, 19 MM x 150 MM, nnu npenapatusHoii kononke Waters XSelect CSH C18 OBD, 1304, 5
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MKM, 19 MM x 150 MM mipu 254 HM miu 220 HM C HCTIONB30BAaHUEM CTaHIAAPTHOUW MpOTrpaMMbl TpaJMeHTa pac-
TBOpHTeNel (T.e. Crocodsr BOXX 1-8 mimm xak omucaHo Hipke). AOCONIOTHBIE KOH(GHUIYPAlMH pa3/ielICHHBIX
9HAHTHOMEPOB COCIMHEHHUH U3 TPUMEPOB, ONMCAHHBIX B HACTOSIIEM JIOKYMEHTE, He onpeaersiin. 1o cymecTsy,
KOH(UTypanuio pa3/ieIeHHBIM BelllecTBaM Ha3Ha4aIl IIPOM3BOJIBHO B KXKAOM cilydae Kak R mm S.

Crioco6 1 mpenapatusHoit BOXX (MDP, ciocob 5,5 muH).

WuctpymenTs: BOXX: monyns ¢ OuHapHeiM TpamueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycmosust: mogBmkHas dasza A: Boma ¢ 0,1% MypaBbHHOW KHCIIOTHI/TIOABIDKHAS (aza B ameToHUTpHI C
0,1% MypaBBHHOH KHUCIIOTHL.

Kononka: npenapatusHas kojionka Waters SunFire C18 OBD, 1004, 5 Mxm, 19 MM x 50 mm.

TemmepaTypa KOJIOHKH: TEMIIEPaTypa BO3AyXa.

KX-rpaguenr: yaepxanue 0% B B teuenue 0,9 mun, 3atem ot 0 10 5% 3a 0,01 mun; 3atem ot 5 10 35%
3a 3,84 mun; 3atem ot 35 10 100% 3a 0,01 mMun; yaepxxanue npu 100% B Teuenue 0,74 MuH.

Ckopoctb notoka XXX: 23 mu/MUH Hacoc it ABYXKOMIIOHEHTHBIX cMecel, 2 MJI/MUH alleTOHUTPWIA MpH
pa30baBieHUN B KOJIOHKE.

Jmuna BonHbl Y®: 220 u 254 HMm.

Pe)xuM noHU3annu: HOHU3aNMs IEKTPOPaCIbIIIEHHEM, ITOJIOKUTENbHas/oTpularensHas, MOP+.

Crioco6 2 npenapatusHoit BOXX (MDP, ciocob 5,5 muH).

Wuctpyments: BOXX: monyns ¢ OuHapHeiM TpamueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycmosust: monBmkHas ¢asza A: Boga ¢ 0,1% rugpokcuma aMMOHMS/TIONBIDKHASA ¢a3a B ameToHUTpHn
0,1% rumpokcuma aMMOHHS.

Kononka: npenapatusHas kononka Waters XBridge BEH C18 OBD, 1304, 5 mxm, 19 MM x 50 Mm.

TemmepaTypa KOJIOHKHU: TEMIIEPaTypa BO3oyXa.

KX-rpaguenr: yaep:xanue 0% B B teuenue 0,9 mun, 3atem ot 0 10 5% 3a 0,01 mun; 3atem ot 5 10 35%
3a 3,84 mun; 3atem ot 35 10 100% 3a 0,01 mMun; yaepxxanue npu 100% B Teuenue 0,74 MuH.

Ckopoctb notoka XXX: 23 mu/MUH Hacoc A7t ABYXKOMIIOHEHTHBIX cMecel, 2 MJI/MUH alleTOHUTPWIA MpH
pa30baBieHUN B KOJIOHKE.

Jmuna BoHbl Y®: 220 u 254 HM

Pe)xuM noHU3anMu: HOHU3ANHS IEKTPOPACIbIIICHHEM, MTOJIOKUTENbHas/oTpularensHas, MOP+.

Crnioco6 3 npenapatusHoit BOXXX (MDP, ciocob 5,5 muH).

Wuctpymentsl: BOXX: monyns ¢ OuHapHeiM TpagueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycmosust: mogsmkHas daza A: Boga ¢ 0,1% MypaBbHHOW KHCIIOTHI/TIOABIDKHAS (aza B ameToHUTpHI C
0,1% MypaBBHHOM KHUCIIOTHL.

Kononka: npenapatusHas kojionka Waters SunFire C18 OBD, 1004, 5 Mxm, 19 MM x 50 mwm.

TemmepaTypa KOJIOHKH: TEMIIEPATypa BO3oyXa.

KX-rpaguent: 15% B teuenue 0,9 muH, 3atem oT 15 1o 25% 3a 0,01 mun; 3aTtem ot 25 1o 65% 3a 3,84
MuH 1 oT 65 10 100% 3a 0,01 mun; yaepxanue npu 100% B teuenue 0,74 MuH.

Ckopoctb notoka XXX: 23 mu/MUH Hacoc it ABYXKOMIIOHEHTHBIX CMecel, 2 MJI/MUH alleTOHUTPWIA TIPH
pa30aBieHUN B KOJIOHKE.

Jmmna BonHbl Y®: 220 u 2 54 HM.

Pe)xuM noHW3anny: HOHU3ANNS IEKTPOPaCIIbIIIEHHEM, ITOJIOKHUTENbHas/oTpularensHas, MOP+.

Crioco6 4 npenapatusHoit BOXX (MDP, ciocob 5,5 muH).

WuctpymenTsl: BOXX: monyns ¢ OuHapHeiM TpagueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycmosust: monaBmkHas ¢asza A: Boga ¢ 0,1% ruapokcuna aMMOHMS/TIONBIDKHASA ¢a3a B ameToHUTpHI
0,1% rumpokcuma aMMOHHS.

Kononka: npenapatusHas kosnonka Waters XBridge BEH C18 OBD, 1304, 5 mxm, 19 MM x 50 Mm.

TemmepaTypa KOJIOHKHU: TEMIIEpaTypa BO3oyXa.

KX-rpaguenrt: ynepxanue 15% B teuenue 0,9 mun, 3atem ot 15 1o 25% 3a 0,01 mun; 3atem ot 25 10 65%
3a 3,84 muH, 3aTeM oT 65 1o 100% no 100% 3a 0,01 mun; ynepxkanue npu 100% B teuenue 0,74 MuH.

Ckopoctb notoka XXX: 23 mu/MUH Hacoc AJsl ABYXKOMIIOHEHTHBIX CMecel, 2 MJI/MUH alleTOHUTPWIA TpH
pa3baBieHUN B KOJIOHKE.

Jmuna BoHbl Y®: 220 u 254 HMm.

Pe)xuM noHW3annu: HOHU3ANNs IEKTPOPaCIIbIIIEHHEM, MTOJIOKHUTENbHas/oTpularesnsHast, MOP+.

Crioco6 5 npenapatusHoit BOXX (MDP, ciocob 5,5 muH).

WuctpymenTsl: BOXX: monyns ¢ OuHapHeiM TpagueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycmosust: mogsmkHas ¢aza A: Boga ¢ 0,1% MypaBbHHOW KHCIOTHI/TIOABIDKHAS (aza B ameToHUTpHI C
0,1% MypaBBHHOH KHUCIIOTHL.
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Kononka: ipenapaTtuBHas Kononka Waters SunFire C18 OBD, 1004, 5 mxm, 19 MM x 50 MM.

TemrmepaTypa KOJIOHKH: TEMIIEpaTypa BO3IyXa.

KX-rpaguent: yaepxxanue 35% B B teuenue 0,9 mun, 3ateM ot 35 1o 45% 3a 0,01 mun; 3atem ot 45 1o
85% 3a 3,84 muH, 3atem ot 85 10 100% mo 100% 3a 0,01 mun; ynepxkanue npu 100% B Teuenue 0,74 MuH.

CxopocTth motoka JXXX: 23 Mi/MUH Hacoc /Ui ABYXKOMIIOHEHTHBIX CMECEH, 2 MJI/MHH alleTOHUTPHIIA MPH
pa3z0aBiIeHUH B KOJOHKE.

JmuHa BoHbl Y®: 220 1 254 HM.

PexyM nOHM3aINK: HOHM3AINS 3JICKTPOPACIIbUICHIEM, TTOJIOKUTENbHAs/oTpuliaTenpHast, 1OP+.

Crioco6 6 npenapatusHoit BOXXX (MDP, ciocob 5,5 muH).

WuctpymenTsl: BOXX: monyns ¢ OuHapHeiM TpamueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

Ycnosust: noasmwxaas ¢asza A: Boga ¢ 0,1% rumpokcuaa aMMoHUs/moABKHas ¢asa B ametonuTpumn c
0,1% runpoxcuna aMMOHHUS.

Kononka: ipenapatnBHas Kononka Waters XBridge BEH C18 OBD, 1304, 5 mxm, 19 MM x 50 MM.

TemmepaTrypa KOJIOHKH: TEMIIEpaTypa BO3IyXa.

KX-rpaguenr: yaepxxanue 35% B B teuenue 0,9 mun, 3ateM ot 35 1o 45% 3a 0,01 mun; 3atem ot 45 1o
85% 3a 3,84 muH, 3atem ot 85 10 100% mo 100% 3a 0,01 mun; ynepxkanue npu 100% B Teuenue 0,74 mMuH.

CxopocTth moTtoka JXXX: 23 Mi/MUH Hacoc /IS ABYXKOMIIOHEHTHBIX CMECEH, 2 MJI/MHH alleTOHUTPHJIA MPH
pa3z0aBiIeHUH B KOJIOHKE.

JmuHa BoHbl Y®: 220 1 254 HM.

PexxvM MOHM3aINK: HOHM3AINS JICKTPOPACIIbUICHIEM, ITOJIOKUTENbHAs/oTpuliaTensHast, 1OP+.

Crnioco6 7 npenapatusHoit BOXXX (MOP, ciocob 5,5 muH).

Wuctpyments: BOXX: monyns ¢ OuHapHeiM TpamueHToM Waters 2545. MC: macc-netektop Waters
3100/ZQ. Y®: Waters 2489 Y®/998 PDA.

Ycnosust: noasmwxHas daza A: Boxa ¢ 0,1% MypaBbuHOH KucioTsl/moapmxkHas (aza B aneronutpnn c
0,1% MypaBbHUHOI KUCIIOTHI.

Kononka: ipenapaTtuBHas Kononka Waters SunFire C18 OBD, 100A, 5 mxm, 19 MM x 50 MM.

TemrmepaTypa KOJIOHKH: TEMIIEpaTypa BO3ayXa.

KX-rpaguent: yaepxxanue 50% B B tedenue 0,9 mun, 3atem ot 50 1o 60% 3a 0,01 mun; 3atem ot 60 no
100% 3a 3,84 muH, 3aTem yaepxanue npu 100% B teuenue 0,75 MUH.

CxopocTth motoka JXXX: 23 Mi/MUH Hacoc /IS ABYXKOMIIOHEHTHBIX CMECEH, 2 MJI/MHH alleTOHUTPHIIA MPH
pa3z0aBiIeHUH B KOJIOHKE.

JmuHa BoHbl Y®: 220 1 254 HMm.

PexvM nOHM3aINH: HOHM3AINS 3JICKTPOPACIIbUICHIEM, ITOJIOKUTENbHAs/oTpuliaTensHast, 1OP+.

Crnioco6 8 npenapatusHoit BOXX (3P, ciocob 5,5 muH).

Huctpyments: BOXX: monyns ¢ OuHapHeiM TpagueHToM Waters 2545. MC: macc-netektop Waters
3100/Z2Q. Y®: Waters 2489 Y®/998 PDA.

VYcnosust: noasmwxaas ¢asza A: Boga ¢ 0,1% ruxpokcuaa aMMoHUs/moABKHas ¢asa B ametonuTpmn c
0,1% runpoxcuia aMMOHHUS.

Kononka: ipenapatnBHas Kononka Waters XBridge BEH C18 OBD, 1304, 5 mxM, 19 MM x 50 MM.

TemrmepaTypa KOJIOHKH: TeMIIEpaTypa BO3ayXa.

KX-rpaguent: yaepxxanue 50% B B teuenue 0,9 mus, 3ateM ot 50 1o 60% 3a 0,01 mun; 3atem ot 60 no
100% 3a 3,84 muH, 3aTem yaepxanue npu 100% B teuenue 0,75 MUH.

CxopocTth motoka JXX: 23 Mi/MUH Hacoc /IS ABYXKOMIIOHEHTHBIX CMECEH, 2 MJI/MHH alleTOHUTPHIIA MPU
pa3z0aBiIeHUH B KOJIOHKE.

Jmuna BoHbl Y®: 220 1 254 HM.

PexwM MOHM3AINK: HOHM3AINS JICKTPOPACIIbUICHIEM, TTOJI0KUTENbHAs/oTpuliaTensHast, 1OP+.

CoxkpaleHns1, HCIIOIb3yeMbIE B CIEAYIOIINX MPIMEPax M B OCTAIBHBIX YacTAX JOKYMEHTA.

atM™. - atMocdep;

br - mmpoxwmii;

BINAP - (2,2'-6uc(mudenmndocpuno)-1,1'-6unadpmn);

DABCO - 1,4-nua3oburukio[2.2.2JokTaH;

DBU - 2,3,4,6,7,8,9,10-oxtarugponupumuiof 1,2-alazenus;

DIPEA - N,N-1uu3onponuidTHiaMuH;

JIMA - N,N-nuMeTuiialeTaMmI,

JAM®A - N,N-nmumerundopmamMu,

JAMCO - numMeTrIcynbPOKCHT;

dppf - 1,1'-6uc(nudenundocduno)depporeH;

EDC - N-(3-mumeTrmiaMuaoponii)-N'-3THIKap 00 TMUMHUIa THAPOXIOPHT,

WDP - noHM3aIus 31IeKTpopacblICHHEM;

9 - gac (4acoB);
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HATU - [6uc(mumerunamuno)MetmiieH]-1H-1,2,3-tpuazono[4,5-b|nupununust 3-okcun rekcadrop-
¢docoar;

BOXX - BbicOkOa(h(peKTHBHAS KUIKOCTHASI XpOMAaTOTpadus;

KXMC - sxugkocTHast XpoMaTorpadus - MacC-CIIeKTPOMETPHS,

m - MyJIbTHIUIET;

MT'1; - merarepi;

MUH - MUHYT;

KXC]I - )xugrocTHas XpoMaTorpadus CpeaHero JaBICHIS,

MC - MonekysipHbIE CUTA;

MTBE - 2-MeToKCH-2-MEeTUIPOIIaH;

MB - MUKPOBOJIHBI;

SMP - snepHBI MarHUTHBIN PE30HAHC;

ppm - 9acTel Ha MUJUTHOH;

RuPhos - 2-gumukinorekcungdochuno-2',6'-1uu3onpornokcuondeHn;

TBDMS - TpeT-0yTHIITUME THIICHITHIT;

TOYV - tpudropykcycHast KUCIIOTA,

TCX - ToHKOCTOIHAs XpoMaTorpadus;

X-Phos- 2-gumukiorexcundochuno-2',4',6'-Tpun3onponiOnG eHuII.

IIpumep 1. IIpomexxyrouHoe coenmuuenue 2-1. tper-byTtmi-4-ruapokxcu-4-((1-mernn-4-oxco-1,4-muruapo-
SH-nupazoino| 3,4-d | mupuMuIHH-5 -1 )ME T )ITUTIEPUINH- | -kapOOKCHIaT

O

2 OH

o — X0
N\/N | N P /N N/) NBoc
NMpomexyToyHoe
coeaguHeHue 2-1

TuryneHoe coenuuenue (16,7 T, 77%) momydanu coriacHO METOAWKE, OMMCAHHOM i nmpumepa 21, [po-
MexXyToyHoe coequnenne 2-29, Cragus 4, ¢ ucnonszoBanueM 1-metwin-1H-mmpasono[3,4-dmupumunun-4(SH)-
ona (9,0 r, 59,9 MmMonb) B KaueCcTBE MCXOJHOTO BEIIECTBA 'H aMP (400 MI'u, CDCls) & 8,08 (s, 1H), 7,99 (s,
1H), 4,24-3,98 (m, 2H), 4,00 (s, 3H), 3,97-3,78 (m, 2H), 3,21-3,09 (m, 2H), 2,96 (s, 1H), 1,66-1,56 (m, 2H),
1,56-1,48 (m, 2H), 1,45 (s, 9H) ppm. KXMC: (UDP) m/z 386 [M+Na].

Mpumep 2. Ilpomexyrounoe coemunenne 2-2. 5-((4-I'mapokcununepunus-4-mwn)mernn)-1-mermn-1H-
npasono|3,4-dmupumunnn-4(SH)-oHa conb TpUPTOPYKCYCHOW KUCIOTHI

7 N 7 N
arbe o
N N/) NBoc /N N/) NH-TFA

MpomexyTouHOe MpomexyTouHoe
coeauHeHue 2-1 coeauHeHue 2-2
TutynpHOE COenMHEHNE MTOTyYalld COTJIACHO METOIMKE, ONMMCAHHON Iy ipuMepa 21, MpUBEICHHON HIKE
B HACTOSIIEM JOKyMeHTe, IIpoMexyTodHoe coemuHeHHe 2-28, cTamus 5, ¢ HCIOJB30BaHUEM TPET-OyTHII-4-
ruapokcu-4-((1-metnn-4-oxco- 1 H-mupazomno| 3,4-dmupumunna-5(4H)-nn)metrn) munepu - 1 -kapbokcunaTta
13 TIpoMekyTouHoro coenunenus 2-1 (7,80 r, 21,5 MMoib) B KadecTBe UCXOAHOT'O BEIIECTBA, KOTOPOE HCITOJIb-
30Basu 0e3 Kakoi-mn6o ganpHeiiel ounctkn. JKXMC: (M3P) m/z 264 [M+H].
IIpumep 2a. Ilpomexyrounoe coeaunenue 2-2a. 5-((4-I'mppokcunmrnepunnH-4-uin)Mernn)-1-metun-1,5-
muruapo-4H-nupaszono| 3,4-dJmupumMuanH-4-0H, COJIb XJIOPUCTOBOAOPOIHON KHCIOTHI

T‘L OH

7 N
VI
/N N/) NH-HCI

MpomexyTouHoe
coeauHeHue 2-2a
B peakiioHHOM (IIaKOHE BMECTHMOCTBIO '/, IpaM OOBEIMHSIH TPeT-6yTHi-4-runapokcu-4-((1-merni-4-
okco-1,4-nurnapo-5H-nupaszono[4,3-c|nupuanH-5-mn)MeTHI ) TUIepuanH- 1 -kapOoKkcmiaT (mpoMexyTo4HOE
coenunenue 2-1, 0,2M 1,4-guokcan, 0,15 miu, 0,030 MMOIb) U XJIOPUCTOBOJOPOAHYIO KHcIOTY (4,0M 1,4-
quokcat, 0,075 mi, 0,3 MMois). daakoH 3aKkpeIBaIy KpblmKol U nepeMemmBany npu 50°C B Teuenue 3 u. Pe-
AKIMOHHYIO CMECh OXJaXKAATIN U BBICYIIUBAIN MOJ] IOTOKOM a30Ta C MOJy4eHHueM 5-((4-ruapoKcununepuann-4-
wn)MeTHn)- 1 -metun-1,5-muruapo-4H-mmpazonol[ 3,4-d Jmupumuana-4-oHa, COMM XJIOPUCTOBOJOPOIHON KUCIIOTHI,
0e3 xakoi-nmbo manpHenmei ounctku. JKXMC: (UDOP) m/z 264 [M+H].
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Tabmuna 1. [IpoMexyTodyHbIC COCTUHEHUS U3 Ta0J. | OBLTH CHHTE3UPOBAHBI
COTJIACHO METOJMKE, OIIMCAaHHOM B MpUMepe 2a BhIIIIe

MCronbB30BaHHE AKXMC :
[IpoMexyTOUHOE CcoeIOuHeHue N: “ (M3P)
npemuecTBEeHHN m/z
K [M+H]
[poMexyTOYHOE coeIuHEeHUEe 2-2b. 1-(4-
xJjiopdenni) —=5- ( (4-TUOpOKCUNMIEePUINH= 4~ [IpoMexyTOUHOE 360
wi1) MeTwii) -1, 5-gurunpo-4H-nmpasoso [ 3, 4- coemMHeHKe 2- 362
d] nupuvmunuu-4-0H, COJIb 28
XJIOPUCTOBONOPOOHOM KMCJIOTH
[IpoMexyTOYHOE coemuHeHne 2-86. 1-(4-
dropdenmir) —-5- ( (4-TUOPOKCUNIMIIEPUIMH—4 - [IpoMeXyTOUHOS
1) MeTwit) -1, 5—-nurunpo-4H-nivipas3oJio [ 3, 4— coemiHeHMe 2- 344
d] nnpuMMIOnH-4-0H, COJIb 29
XJIOPUCTOBOLOPOOHOM KMCJIOTH

IIpumep 3. TIpomexyrounoe coeauHenue 2-3. 5-((1-(4-bpombGen3zonn)-4-ruapoKcuUNepuInH-4-
wi)Mernn)- 1 -metni-1 5-,£[I/IFI/I,Z[pO 4H-tmmpazono[3,4-d] HI/IpI/IMI/I,HI/IH -4-oH

ff@ %JN@Y@

MpomexyTouHoe I'Ipome)KyTo'u-loe
coelUHeHUe 2-2a coelUHeHue 2-3
B kpyrimomonHyto koiby BMecTHMOCTHI0 100 MJI moMemaiy coiib TPU(GTOPYKCYCHONW KHUCIOTHI U S5-((4-
TUAPOKCUTTUTIICpUANH-4-1T)MeTH)- | -meTri- 1 H-mupazono| 3,4-dmupumuna-4(SH)-ora  (mpomexxyTodHOE CO-
equaenne 2-2, 2,70 r, 7,15 mmons), 4-6pombensoiinyro kucnory (1,51 r, 7,51 mmomns) u 1,2-nuxmopatan (38
MJI). 3aTeM K CyCIIeH3uH M00aBIsUTH THAPAT THIpoKcuOeH3oTpruaszona (547 mr, 3,58 MMois), TpudTHIaMuH (4,98
M, 35,8 mmone) u EDC (1,44 1, 7,51 Mmmonn). Peaknnonnyto cmech nepemermmBany npu 50°C B TeueHue 3 4.
[MomydeHHyIO CyCTICH3HIO OXJIaXKIali B JICAIHON OaHe U nepeMemnBain B Tedenne 30 MuH. TBepable BemecTBa
¢unpTpoBaNM U mpoMbIBaNK 9:1 rekcaHamu-3THIAneTaToM (25 Mi) ¢ nomydenuem S-((1-(4-6pomoOenzon)-4-
THAPOKCHIHIICpUANH-4-1)MeTHN)- 1 -MeTui-1,5-auruapo-4H-nmpazono[ 3,4-dmupumuann-4-ona  (mpomexy-
TouHO® coexuHenne 2-3, 2,58 T, 81%). 'H SIMP (400 MI'u, CDCl;) & 8,08 (s, 1H), 7,96 (s, 1H), 7,54 (d, 2H),
7,28 (d, 2H), 4,55-4,36 (m, 1H), 4,27-4,12 (m, 1H), 4,09-3,93 (m, 1H), 4,00 (s, 3H), 3,69-3,51 (m, 1H), 3,50-
3,34 (m, 1H), 3,32 (s, 1H), 1,80-1,62 (m, 2H), 1,62-1,44 (m, 2H) ppm. XKXMC: (UDP) m/z 446, 448 [M+H].
[MpomexyrouHoe coenuneHue n3 Tabil. 2 OBUIO CHHTE3WPOBAHO COTJIACHO METOJIMKE, ONTMCAHHOM B IIpHMe-
pe 3 BhIIIIC.

Tabmuia 2
XKXMC :
[IpoMeXxyTOYHOE COeIMHEeHMre N: VenonnsosanHat (M13P)
P *y e - npenmeCTBEeHHUK m/z
[M+H]
IpoMexyTOouHOe coemmHeHme 2-4. 5-((1-
2-2 u
(3-BpoMBeHB30mII) —4 -I'MIPOKCUTUTICPUONH — 3- 446,
4-un)MeTnn) -1-MeTun-1, 5-murugpo-4H- BpomMOeH30MHa 448
KMCJIOTa
mpasono [3,4-d] nuprmmane-4 -0H

[Tpumep 4. IIpomexxyrounoe coeannenue 2-5. 2'-(Llmanomernn)-[ 1,1'-6udennn]-4-kapOoHoBas Kuciora
O
NC
OH
Br O-
N N B HO O
X o)
O

MpomexyTo4yHoe

coeauHeHue 2-5
2-(2-bpomdpenmn)anerorurpmwr (500 mr, 2,55 mmons), 4-(4,4,5,5-terpameruin-1,3,2-nruokcaboponaH-2-
M1)0eH30iHYI0 KHCIOTY (633 Mr, 2,55 MMoutb), TeTpakuc|tpudenmidochur|namaaus(0) (147 mr, 0,13 Mmonb),
oprodocdar kayms (1,62 r, 7,64 mmons), 1,4-muokcan (30 mi) u Boay (3 Mi1) 700ABISITH B KPYTJIOMOHHYIO KOJI-
0y BMectuMocThio 100 M1, 000pYyIOBaHHYIO a30TOMOABOAIICH TPYyOKOH, MAarHUTHOW METIAIKOW W KOHIEHCATO-
pom. IlomydeHHBIN pacTBOp mepemenmmBad B Tederune 16 4 mpu 100°C. Tepable BemiecTBa yAalsid IyTeM
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¢bunbTpanuu U GUIBTPAT KOHIIEHTPUPOBAIH O] BAKYYMOM.

Ocatox ovnIamy npu momoru npenapatuBaoit TCX ¢ sTunaneraToM/meTpoieitHbiM 3¢upom (1:5 06./00.)
¢ mony4yenueMm 2'-(mmmanometwn)-[ 1,1'-6udenn]-4-kapO0oHOBOH KUCIOTHI (TIpoMeXyTOUHOE coeanHenue 2-5, 500
mr, 83%). XKXMC: (MDP) m/z 236 [M-H].

IMpomexxyToUuHBIC COCANHEHHS U3 TaOl. 3 ObLIM CHHTE3MPOBAHBI COTIIACHO METOIHMKE, OMMMCAHHON B TIPH-

Mepe 4 BBIIIE.

Tabauna 3
I[IpoMexy TOUHOS VCronb 30BaHHEIL XXMC: (MBP)
coemuHeHMe Ne: IpemueCTBeHHUK m/z [M+H]
[IpoMexy TOUHOES 2-BpoMaHUIIMH u 4- 1214
coemmHeHne 2-134 (TeTpamMeTuii-1, 3, 2-
2" -aMMHOOMPeHMII-4~ omokcabopoJiaH—-2-ui) 6eH30MHas
KapOOHOBas KUCJIOTa KMCJIOTA, C  MCIOJIb30BaHMEM
KOMILJIeKCa 1,1'-
ouc (nudenmundpocdmHo) peppolier
najyanusg (I171) xJjiopuna c
IUXJIOPMEeTaHOM B KauecTBe
KaTaamMs3aTopa
[IpoMexyTOUHOE 1- (2-BpoMdeHMII) HIMKJIONIPpOlaH— 262 (M-H)
coemmHeHMne 2-25 l-xapbouuTpnn u 4-(4,4,5,5-
2'-(1- TeTpaMeTmii-1, 3, 2-
LUMaHOUMKIIONPOIINIT) — nMorcabopoJiaH—2-uil) GeH30MHa s
[1,1"-6udpenHnn] -4- KUCJIOTa
KapBOHOBAS KUCIOTA

IIpumep 5. IIpomexyrounoe coemuHeHue 2-229a.
no[2.2.1]renrran-2-11)0eH30HAS KUCIIOTA

HN@NBOC
Br

Cmadus 1
—_—

4-(5-(Tpet-byTokcukapOoHmI)-2,5-11a300UITHIK-

@\IBOC NBoc
N

Cmadus 2

—_—

HO

@]
© @]

Cramus 1. tper-byTii-5-(4-(3tokcukapOoonnn)penmn)-2,5-muazoounmkio[2.2. 1 Jrentan-2-kapOOKCHIIAT.

B kpyrnomonHyo xoi0y BMecTuMOocThio 100 M momemanmm >Tmi-4-6pomoensoar (500 mr, 2,18 MMoub),
a7IyKT Tpuc(AMOSH3UINACHAIIETOH ) AunaIanus-xaopopopma (226 wmr, 0,22 mmois), 2,2'-6uc(audenr-
dhocouno)-1,1'-6unadtmn (261 mr, 0,44 mmons), kapoonar me3ust (2,14 r, 6,57 mmods), Tomyod (20 M) U TpeT-
OyTni-2,5-nuazabunukino[2.2.1 rentan-2-kapookcmnar (521 mr, 2,61 mmons). [TomydeHHBINH pacTBOp TepeMe-
muBany B TedeHue 24 4 npu 110°C. PeakiimoHHyI0 cMech OXJIaXAaad 0 KOMHATHOW TeMIlepaTyphl U TacHId
nobasnenueM Boawl (20 mur). TlomydeHHBIH pacTBOP SKCTParupoBalid AUXJIOpMETaHOM (4x20 Min). OObeTuHEeH-
HBIC OPTaHWYCCKHE CIIOW BBICYIIUBAIIN HaJ OC3BOTHBIM CYIH(GATOM HATpUs, QUIBTPOBAIH M KOHIICHTPUPOBAIH
noJ BakyyMoM. OcaloK OYHIIAIK MPU TOMOIIU TpenapaTHBHON TOHKOCIONHOH XpoMaTOrpaduu, SIIOUPYsS ITH-
nanetaTom/merponedHsM 3¢upom (ot 1:10 mo 1:1, 06./06.). Cobpannble hpakuny 00bEIUHSIIN U KOHLIECHTPH-
poBaiM TOX BAaKyyMOM C MOJYyYEHHEM  TpeT-OyTHi-5-(4-(3TokcnkapOoHw)heHn)-2,5-11a300umK-
10[2.2.1]renran-2-kapOokcuiata B Buze xentoro macia (700 mr, 92%). KXMC: (MDP) m/z 347 [M+H].

Cragus 2. 4-(5-(tper-byrokcukapOonmi)-2,5-auazoounukio[2.2. 1 rentan-2-mn)0eH3oiiHas kucinora (2-
229a).

TutynpHOE COeMHEHNE TTOTyYalli COTJIACHO METOJMKE, OIIcaHHON B mpumMepe 10, cragus 2, ¢ MCIIOB30-
BaHUEM TpeT-OyTHi-5-(4-(3TOKCHKapOoHWT)heHnn)-2,5-mrna3o0urukino[2.2.1|renran-2-kapookcunarta (600 wmr,
1,73 mmoip) B KagecTBe ncxoanoro Bemectsa (370 mr, 67%). KXMC: (MOP) m/z 319 [M+H].

IIpumep 6. IIpomexyrounoe coemuHenue 2-7. 5-((4-I'mapoxcu-1-(4-(THapoKCHMETHIT)OSH30MI)TUTIePH-
TH-4-wn)Metwn)- 1 -metwi-1,5-murunpo-4H-mupazono| 3,4-d Jnupumu iuH-4-0H

o
0 OH OH
T SRV
N N/) NHTFA —— N N? N
/ 0o

MpomexyTouHoe
coeluHeHune 2-2

MpomexyTouHoe
coeauHeHue 2-7

Bo d¢umakon BmectmMocThio 20 M A00aBISUIA  COMb  TPUPTOPYKCYCHOW KHCIOTBI H  5-((4-
TUAPOKCUTTUTIICpUANH-4-1T)MeTHI)- | -MmeTri- 1 H-mupazono| 3,4-dmupumuna-4(SH)-ora  (mpomMexxyTodHOE CO-
enunenue 2-2) (0,643 r, 1,71 MmMons), 4-(runpokcumetrin)oen3oiinyto kuciory (0,310 r, 2,04 mmons) 1 HATU
(775 wr, 2,04 mmonb) B JIM®DA (6,8 mi) u 3aTtem TpudTHiaMuH (2,13 mi, 15,3 MMoJIb) ¢ MOTydeHHEM pPBIXKEBaA-
TO-KOPUYHEBOTO PacTBOpa. PeakIIMOHHYIO CMECh IepeMEINBAU B TeueHUe 24 4, pa30aBisuti dTunaneratoM (50

- 88 -



038204

MJT) U BIUBAIU B Pa3lCIUTCIbHYI0 BOPOHKY. OpraHMYecKuid CION MOCIEeIOBATEIHEHO POMBIBAIIN HACHIIIICHHBIM
BOJIHBIM PAcTBOPOM XJIOpHIA aMMOHUS (25 MIT), HACBIIICHHBIM BOIHBIM PacTBOPOM OMKapOoHaTa HaTpus (25
MJI) ¥ HACBIIEHHBIM BOJHBIM PAacTBOPOM Xjopuaa HaTpus (25 mir). OpraHudecKkuii CIod pa3aesisiin, BRICYITHBA-
JIM TIPH TIOMOIIU OE3BOAHOTO Cyib(haTa MarHusi, pUIbTPOBAIM U KOHIIEHTPUPOBAIH 10/ MOHIKEHHBIM JIaBJICHH-
€M C TOJIYYEHHEM 0CaJika, KOTOPBIN OYHUIIAIH MPU MMOMOIIH KOJIOHOYHOU xpomaTtorpaduu (Biotage, 50 T koyoH-
Ka C CHJIMKarelieM, OSJIOUPYd TPAIWCHTOM JTWIANETaT/TeKCaHbl) ¢ moiydeHueM S-((4-rugpoxcu-1-(4-
(THaPOKCHMETHIT)OSH30WIT) TUTIEPUANH-4-TT)METH)- | -MeTmi-1,5-nurunpo-4H-mmupa3zono| 3,4-d Jrupumuaua-4-
oHa (mpoMexkyTouHoe coenuuenue 2-7, 300 mr, 37%). 'H aMP (300 MI'u, IMCO-d¢) o 8,23 (s, 1H), 8,06 (s,
1H), 7,37-7,30 (m, 4H), 4,96, (s, 1H), 4,50 (s, 2H), 4,2-4,0 (m, 3H), 3,89 (s, 3H), 3,5-3,2 (m, 4H), 1,7-1,2 (m,
4H) ppm. XKXMC: (UDP) m/z 397,95 [M+H].

IIpomexxyTOYHBIE COCTUHECHHUS B Ta0JI. 4 OBUTH CHHTE3MPOBaHBI COTIIACHO METOJIUKE, OMMMCAHHON B MIPUMeE-
pe 6 BhIIIE.

Tabnuma 4
XKXMC :
/CrIONIb 30BaHHELL (15P)
[IpoMexyTOUHOE COoeIMHeHMe N:
npemueCTBEeHHUK m/z
[M+H]
2-2 " 4-(2-1459
[lpoMexyTouHOE CoeIMHeHMe 2- | aMuHOQeHMII) OeH30MHad
38. 5-((1-(2'"-ammHo-[1, 1"~ | xucyoTa
Budenmnn] -4-xapboHui) —4-
TUIPOKCUNIUIIEPUONH- 4~
i) MeTui) -1-metuii-1, 5-
ourunpo-4H-niupas3oJo [ 3, 4-
d] nupuMmunuH-4-0H
1- (4-6pombenwnsr) —5-( (4- 472,
[lpoMexyTOUHOe COeIMHEeHMe 2- | nynpoKCUIUIePUIMH—4— 474
30. 1-(4-Bpombenni) =5- ((1- | y1) mery1) -1, 5-ournopo-
(LMKJIONpPONIaHKkapOoHMIT) —4— 4H-nupazoso[3, 4-
TUIPOKCUTTUTIEPUNUH- 4~ d] nupuMmunomuE-4-0H "
1) MeTwit) -1, S-gurunnpo-4H- LMKJIONPONaHOBad KUCJIOTa
nupasoJio [ 3, 4—-d] nupuMmuanH—4-
OH
1- (3-6pomMmbenwmsr) —-5-( (4- 472,
[IpoMexyToOUuHOe COeIMHeHMEe 2- | IMOPOKCUIMIIEPUINH-4- 474
31. 1-(3-6pombenni) =5= ( (1= | yy) MmeTnn) -1, 5-ouruopo-
(LMKJIONIPONaHKapOoHmI) —4— 4H-nimpasono [3, 4-
I‘V[ILpOKCMHMHepVIHMH—4— d] HI/[pMD/lMHMH—4—OH "
i) MmeTm1) -1, S-ourunpo—-4H- LMKJIONIPOIIaHOBaa KUCIJIOTa
nupasoJo [ 3, 4-d] nupuMmuanH-4-
OH
[IpoMexyTouHOe coemmHeHue 2- | 1-(4-dTopdbenns)-5-((4- 526,
870. 5-([1-[(4- | ruODpOKCUNIUIIEPUIUH- 4~ 528
BpombeHmI) kapBoHmI] —4- wi)MeTus1) -1, S-nurunpo-
IMOPOKCUIMIIEPUONH- 4~ 4H-nimpasoJo[3, 4-
uinlmMetwi) -1-(4-dbropderHmi) - |d]noupuMuonH-4-0H u 4-
1H, 4H, SH-nimpazoJo [ 3, 4- BpombeHsz0oMHag KUCJIOTa
d] nnpyuMuouE-4-0H
[IpoMexyTOuHOe coemuHeHme 2-|I1-20 wu UMUKJONpOIaHOoEas | 437
871. 3-(5-((1- | xucJsoTa
(LMKJIONIpPONaHKkapOoHMII) —4—
TUAPOKCUIUIIEPUONH= 4~
1) MeTuii) —4-oxco-4, 5-
ourunpo-1H-nupaszoso[3, 4-
d] nupruMmuaonbu-1-ui) GeH30MHa A
KUCJIOTa
[IpoMexyToOuHOe coenuHeHne 2- | 1-(4-6pombenny)-5-((4- 487
872. 1- (4-6pombermin) —5- ( (4- | IMOPOKCUNIUIIEPUONH- 4~
ruopokcu-1-(1- ni) MeTmi) -1, S—ouruopo-
Me TUJILIUKIIONponaH—1- 4H-nimpasoJo[3, 4—
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KapOOHWIT) IUIIepUIVH-4 - d] nupyMuOuH-4-0H n 1-
nii)MeTuii) -1, 5-ourunpo-4H- MeTUIIIMKIIONpOonaH—1-

nupasoJio [ 3, 4-d] nupuvmouH-4- KapOOHOBaA KUCJOTa

OH

[IpoMexyToOuHOEe coeauHeHue 2- | 1-(3-0poMbenns)-5-((4- 486,
873. 1- (3-6pombennsr) -5- ( (4- | TUOPOKCUNIUIIECPUIMH— 4~ 488
runporcru—1-(1- ni1) MeTus) -1, 5-ourmunpo-

Me TUJILIUKIIONPpOonaH—1- 4H-nimpasoJo [3, 4-

KapOOHWJI) IUINIePUIOVH-4 - d] nupnMrOnH-4-0H u 1-

nii) MeTuii) -1, 5-ourunpo-4H- MeTUIIIUKIIONpOonaH—1-

nupasoJio [ 3, 4-d] nupuvmouH-4- kapBoHOBasA KMUCJOTAa

OH

IpoMexyTouHOe coeauHeHue 2- | 1-(3-0poMbenn)-5-((4- 526,
874 . 1- (3-6pombennst) -5- ( (1- | ITMOPOKCUNIUIIEPUIMH— 4~ 528
(4-dbTopBeHz0omMII) —4- 1I1) MeTuJI) -1, S-ourunopo-
IUOPOKCUNIUIIEPUONH- 4~ 4H-nimpasoJo [3, 4-

ni)MeTus) -1, 5-ourunpo-4H- d] nuprMUOVH-4-0H u 4-
nupasoJio [ 3, 4-d] nupuvmouH-4- bTopbeH30MHAL KUCIOTA

OH

[IpoMexyTouHOe coemuHeHue 2- | 1- (4-0pomMbennii)-5-((4- 520,
875. 1- (4-6pombennst) -5- ( (1- | TMOPOKCUNIUIIEPUIMH— 4~ 528
(d-dbTopBeHzom) —4- Wni1) MeTuJ1) -1, S5-ourmunopo-
TUOPOKCUNIUIIEPUONH- 4~ 4H-ntupasoJio [ 3, 4-

nii) MeTui) -1, 5-ourunpo-4H- d] nuprMrOnH-4-0H u 4-
nupasoJio [ 3, 4-d] nupuvmouH-4- dTopbeHs0OMHAaA KMUCJIOTAa

OH

[IpoMexyTouHOe coemuHeHue 2- | 1- (4-OpoMbennii)-5-((4- 514
876. 1- (4-6pombeHmi) -5- ( (4- | IMOPOKCUNIUIIEPUONH— 4~
TUOPOKCHU—1- (2-MeTHUJIOKCAa30JI— M) MeTus) -1, 5S-ourngpo-—
5-KapOOHWII) IUIIePUnNH-4- 4H-niupasoJio [ 3, 4-

wuii) MeTusi) -1, S5-ourunpo-4H- d] nupyMuOuH-4-0H " 2-
nupasoJio [ 3, 4-d] nupuvmouH-4- MeTUIJIOKCa30JI—-5—

OH kapBoOHOBAasS KMUCJIOTAa
[IpoMexyTouHOEe coemuHeHue 2- | 1- (4-0pombenns)-5-((4- 538,
844a. 1-(4-O6pombpenuir)-5-([1l- | IMOPOKCUNIUIIEPUONH— 4~ 540
[ (2-umrJonponmii-1, 3-okcasoJ— | ui)MeTui) -1, S-aurmnapo-

5-wmJy1) xapOoHmi] —4- 4H-niupas3oJo[3, 4-
TUIPOKCUIIUIIEPUONH—4— d] nupuMUOVH-4-0H " 2-
minlmeTm) -1H, 4H, 5H- LUMKJIONIPONINIIOKCa30JI-5—
nupasoJio [ 3, 4-d] nupuMmunmH-4- KapBOHOBasa KUCJIOTa

OH

[IpoMexyTOUHOe coemmHeHMe 2- | 5-((4-ruppoxkcununepunmuH- | 494
859a: 5-((l-(4-dpTopBeHzomi) - | 4-mia)meTny) -1- (4-
4-TYOPOKCUNINUIIEPUINH— 4~ (MeTMJITHMO) eHm) -1, 5-

MII) MeTuJ1) —1- (4- ourugpo-4H-nmpasoJo [3, 4-
(MeTMJITHO) eHm) —1H- d] nuprMuOuH-4-0H u 4-
nupasoJio [ 3, 4-d] nupuMmMIOnuH- bTopOeH30MHASL KUCJIOTA

4 (5H) -oH
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IpoMexyTOUYHOe coemuHeHue 2- |1-(3-0pomM-4-xJjopdbeHn) - 554
320a: 4-(2-x0p—-5-[5-[(1- | 5= ( (4-TUIOPOKCUNIUIIECPUINH—
LUMKJIONPONlaHKapOoHMII-4 - d-yg)MeTma) -1, S-Ouruapo-
TUOPOKCUNIUIIEPUIMH—4~11JT) 4H-ntmpaszoyo[3, 4-

MeTuy] -4-okco-1H, 4H, 5H- d] mmprMmouHE-4-0H u
nupasoJio [ 3, 4-d] nupuMuIanH-1- LUMKJIONIPOIIaHoOBaA KUCJOTa

1] QeHn) nnunepasmuH—1-

kapbokcuiarT

[IpoMexyTOUHOe coemuHeHMe 2- | 1- (4-Bpombenmst)-5-((4- 522,
31. 1- (4-Bpombenmi) —5- ([4- | ITUOPOKCUNIMUIIEPUOVH- 4~ 524
runpokcu-1-1[ (4- ni) MeTui) -1, 5-ournopo-
MeTnIdeHwI1) kapOouwy ] nunepunn | 4H-nupaszoio[3, 4-
H-4-wujalmerm) —-1H, 4H, S5H- d] nuprvmInH-4-0H u 4-
oupaszoJ0o [ 3, 4-d] nupuMmraonH-4 - MeTHUJIOEH3OMHasA KUCJIOTa

OH

IpoMexyTOoUYHOEe coemmHeHne 2- |5-( (4-TUOPOKCUNIUIEPUIONH- 424
3la. 5-((1- | 4-mm)meTnmyI) —1- (4-
(LMKJIONpPONaHKapOOHMIT) —4— MeToKCcubeHns) -1, 5—
TUOPOKCUNIUIIEPUANH- 4~ ourunpo-4H-nmpasoso[3, 4-

mit) MeTwir) —1- (4- d] nuprvmInH-4-0H "
MeTOKCUbeHWII) -1, S—-Ournapo- LUMKJIONIPONaHOBaA KUCIIOTa
4H-nimpas30oJio [ 3, 4-d] nUpUMMIONH—

4-on

[IpoMexyToOuHOe coemuHeHne 2- | 1-(3-OBpoM—-4-dTopdenHns) - 490,
31b. 1-(3-06pomM—4-dTopdenui) - | 5- ( (d-runopoxrcununepunmua— | 492
5- ((1- (uuxJjonponaHkap®oHui) — | 4-1j) MeTuin) -1, 5S-ournuopo-
4-TUIPOKCUIUIIEPUINH- 4~ 4H-niupasoso[3,4-

wi1) MeTui) -1, S-ourunpo-4H- d] nupyuvmIiuH-4-0H, TOY
nupasoJio [ 3, 4-d] nupnMmuouH-4- COJIb M LUMKJIONpOIlaHOBa4g

OH KMCJIOTa

[Mpumep 7. [Ipomexxyrounoe coenuHenue 2-7b. 1-(5-bpomnuprans-2-nm)nuppoanans-3-oi

I Br (
H N\ / N/ AN

>
OH

B kpyrnogonnyro kondy BMecTUMOCThIO 250 MiI, 000pyIOBaHHYIO OQJIIOHOM C a30TOM, MarHMTHOM Me-
IIANKOHM, KOHIEHCATOPOM M TEPMOMETPOM, 3arpyxajiu mupposunus-3-on (350 mr, 4,02 mmons), 5-Opom-2-
HoarmupuanH (1 1, 3,52 MMmoib), Tomyon (60 mi), Tpuc(aubensnnmmaeHaneToH)aunamuaani (80 mr, 0,09 MMoIb),
(+/-)-2,2'-ouc(mudenmidocpuno)-1,1'-6unadtun (110 mr, 0,18 mmons) u Tper-Oyrokeun Hatpus (1,02 r, 10,6
MMOJIb). PeaknimoHHy0 cMech nepememmuBany B Teduenue 14 1 mpu 70°C B macisHoi 6ane. [Tocne oxmakaeHus
10 23°C peakunoHHyI0 cMech racuii Booi (60 mur). I[TpoxykT skcrparuposanu stuianerarom (4x60 mi). O0b-
€IMHEHHBIC OPTaHUYECKHE CIION BRICYNIMBAIN HaJ O€3BOIHBIM Cyiab(aToM HAaTpus, GUIBTPOBAIHN U KOHLCHTPHU-
poBasi 1o BakyyMoM. OcaloK OYHMINAIN MPH MOMOINM KOJIOHOYHOH XpomaTtorpaduu, 3moupys AUXIopMeTa-
Hom/MeTanonoM (10:1 06./06.), ¢ momydernuem 1-(5-OpoMIUpUANH-2-UT)TUPPOTUINH-3-0J1a B BUAE TBEPIOTO
kpacHoro Bemiectsa (300 mr, 35%). KXMC: (ES) m/z 243, 245 [M+H].

IMpumep 8. I[IpomexyrouHoe coemuuenue 2-8. 2-Denmi-1,2,3,4-TeTparugpon30XHHOINH-0-KapOOHOBAS
KHCJIOTa

R —————

OH

O O

Cmadus 1 Cmadus 2 HO

—_

NH-HCI

MeO
MeO

e

—_—
MpomexyTouHoe

O
coeaiMHeHue 2-8

Cramus 1. Metun-2-¢penni-1,2,3,4-TeTparnApon30XMHOINH-6-KapOOKCHIIaT.

CMmecws ruapoxiopuna Metui-1,2,3,4-TeTparuIpon3oXuHoNnH-6-kapookcminara (230 mr, 1,01 mwmons),
opombOensona (230 mr, 1,47 mmons) u kapboHara ne3us (0,66 T, 2,02 mmoins) B 1,4-muokcane (10 mur) npomysa-
mm azotoM. JloGaBmsin npeakaranuzarop RuPhos (15 mr, 0,020 MMoJIb) M peakIIMOHHYIO CMECh HAarpeBalu Ipu
80°C B Teuenne 30 muH, 3atem 120°C B Teuenune 16 4. PactBopurens yxansimu mon BakyymoM. Ocanok pa30as-
mstmi Bostor (30 mut), BIMBANIM B pa3/IeNIUTEIbHYI0 BOPOHKY M IPOMBIBaNH dTHianeratoM (3x50 mur). O6benu-
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HCHHBIC OPTaHUYCCKUE CJIOW BBICYIIMBAIH HAJ Cylb(aTOM HATPHUSA, PACTBOPUTEIH YAAISIIH IMOJ| BAKYYMOM U
HEOUMILEHHYIO CMECh OUMIIAIM Ha CHJIMKAareje ¢ ucroib3oBaHueM rpagueHta 0-100% sTmianerat/rekcaHsl C
nosyuenreM MetHn 2-(erun-1,2,3,4-TeTparnapon3oXuHomMH-6-kapbokenata (200 mr, 74%). 'H SIMP (400
MTI', CDCl;) & 8,00-7,76 (m, 2H), 7,30-7,12 (m, 3H), 6,75 (d, 2H), 6,75 (t, 1H), 4,35 (s, 2H), 3,84 (s, 3H), 3,39
(t, 2H), 2,94 (t, 2H) ppm. XKXMC: (MDP) m/z 268 [M+H].

Cramus 2. 2-®ennn-1,2,3,4-TeTparupon30XUHOJINH-6-KapOOHOBAs KUCIIOTA.

Tunpoxcun watpus (1,0M Bomubiid, 2,24 M, 2,24 MMOJb) NepeMemuBain ¢ MeTwi-2-penmn-1,2,3,4-
TETParuApON30XUHOINH-6-kapOokcunaToM (ctamus 1, 200 mr, 0,75 mmons) B Terparuapodypane (5 M) mpu
50°C B Teuenue 48 4. XiaopuctoBogopoaayro kucioty (1,0M pactBop B Boze) m0OaBISIN K peaKIIMOHHON cMe-
cu no goctwxkenus pH 4. CMmech BIMBaIN B pa3AeiIUTENbHYI0 BOPOHKY U MPOMBIBAIN dTUNaneTaToM (3x50 mi).
OObeMHEHHBIE OPTaHWYECKUE CIIOW BBICYIIMBAIN HAIl CylIb(paToM HATpUSA ¢ TMoiaydeHueMm 2-penmn-1,2,3,4-
TETParuIpOU30XUHOINH-0-KapOOHOBON KHCJIOTHI (IIpOMeXyTouHoe coeanHenue 2-8, 150 mr, 79%), xoTopyro
MCIOJIB30BaIu 0e3 manpHelmei ounctku. JKXMC: (MUDP) m/z 254 [M+H].

[TpomexyTouHble cCOeTUHEHHS B Tabl. 5 OBUIM CHHTE3MPOBAHBI COTJIACHO METOJUKE, ONMCAaHHOW B IPH-
Mmepe 8.

Tabmuna 5
XXMC :
n HEIA nsp
[IpoMeXyTOuHOe coeIMHeHme N: CTIONIbSOBAH (M3P)
npemueCTEEeHHIK m/z
[M+H]
[IpoOMeXyToOuHOEe COeOMHEeHMe 2- MeTui-4-Gpom-3-
63. 3-¢prop-4-(4- dTopBensoar M 1- 239
MeTMﬂn@ﬁepasMH—l— MeTuJInMIepasuH
ui1) BeH30MHaa KMCJIoTa
NIpoMeXyTouYHOe COeIMHEHMe 2-
868a. 4-(5- (Tper- MeTtun-4-0poM—-3-0eHz30aT U
OYTOKCUKRAPOOHMIT) =2, 5~ TpeT-OyTun-2, 5= 319
MMaz06UIMESIo [2.2.1] TenTaH- oMaz3abuuuKkIo [2.2.1] renrTad
2-1y1) GeH30MHad KUCJOTa ~2-KapGokrcHyIaT

IIpumep 9. IIpomexyrounoe coeauHeHne 2-65. 4-(8-Metmn-3,8-quazobunukio[3.2.1]okran-3-
M1)0eH30iHAsT KUCJIOTa

\Boc
Br Boc N (ijﬁb
ﬂ Cmaduﬂ 1 Cmadu;l 2 N HCI
(0]
( (O
it (‘ Y
H” ~H N
Cmadus 3 Cmadus 4.
© HO
o S MpoMexyTouHoe coeauHeHue 2-65

(

Cragus 1. Otun-4-(3,8-nmuazoburmkiio[3.2.1]okran-8-kapOboHOBast KUCIOTa, 1, 1-TUMETHII TUIIOBBIH PUpP-3-
ni1)0eH30aT.

Turynenoe coequuenue (300 mr, 38%) morygany corilacHO METOAUKE, OMMCAHHOW B puMepe 8, cTaaus 1,
¢ ucronp3oBaHueM 4-6pombenszoarta (500 mr, 2,18 MMmomb) u Tper-0yThi-3,8-auazabunukiio[3.2.1]okraH-8-
kapOokcmiaTa (930 mr, 4,38 MMoJIb) B KadecTBe HCXOMHBIX BemecTB. JKXMC: (MOP) m/z 361 [M+H].

Cramus 2. Otun-4-(3,8-nuazoburukio[3.2. 1 JoktaH-3-mn)0eH30aTa THAPOXIOPH]I.

TurynapHOE COeMHEHHE MOIydYalld COTJIACHO METOJAWKE, ONMMCAHHON B mpuMepe 2a, ¢ UCIOJIb30BaHHUEM
atiin-4-(3,8-nuazo0unrkio[3.2.1]okran-8-kapOOHOBOH  KHCIOTHIL, 1,1 -IUMeTHI THIOBBIHA Qup-3-1i1)0eH3oara
(cramus 1, 300 mr, 0,83 MMOJIB) B Ka4eCTBE MCXOIHOTO BEILECTBA, KOTOPOE MCIOJIBG30BAIM HANPSIMYIO Ha Clie-
Jyrolei ctanuu 0e3 nanpHeiei ounctky (200 mr, 92%). KXMC: (MU5P) m/z 261 [M+H].

Cranus 3. Otun-4-(8-metui-3,8-auazoounukio[3.2. 1 Jokran-3-mm)0eH30ar.

B xpyrmmonmonnyro konmOy BMmMectuMmocthio 100 Mn momemianmu  ruppoxiopux  oTHi-4-(3,8-
nmuazoounukio[3.2.1]okran-3-mn)6en3oara (cragus 2, 200 mr, 0,67 MMoib), metanon (10 mur), hopmanbaerun
(10 M) u Tpuanerokcuboporunpua Harpus (450 mr, 2,12 Mmoinb). [TonydeHHYIO cMech TIepeMEIINBalId B Teue-
aue 4 1 ipu 23°C. PeaknimonHyro cMech 3ateM racwim nodasienueM Boabl (30 mi). TlomydeHHBIH pacTBOp dKC-
TparupoBaiu dTuiaaneTaToM (3x40 M) 1 TPOMBIBAIN COJIEBBIM pacTBopoM (40 mir). Opranudeckuii cioi BbICy-
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IIMBaJIM HaJl 0€3BOIHBIM Cyib(aToM HaTpus, GUIBTPOBAIM U KOHIEHTPUPOBAIH I0J BakyyMoM. Ocanok o4u-
MK TIPY TTIOMOIIM KOJIOHOYHO! XpoMaTorpadu, 3II0Npys dTHIIALIETaTOM/TIeTposieiHbIM 3¢upoM (1:5 06./00.),
C TIOTy9CHHEM C TOJTydeHrueM 3Tui-4-(8-meTwi-3,8-nquazoounnmkiio[3.2. 1 Jokran-3-mr)0eH3oaTa B Buae OeCIBET-
Horo Mmacna (170 mr, 92%). XKXMC (M2P) m/z 275 [M+H].

Cramus 4. 4-(8-Metmn-3,8-nmnazo0ounukino[ 3.2. 1 Jokran-3-un)0eH30iHHas KUCIOTA.

TutyneHOE CoenMHEHNE TTOTyYalli COTJIACHO METOJHKE, OIMcaHHON B mpuMepe 10, cragus 2, ¢ MCTIOB30-
BaHUEM JTHI-4-(8-MeTmi-3,8-nmnazoounmkino[3.2. 1 Jokran-3-mn)6en3oara (ctaaus 3, 170 mr, 0,62 MMoOIb) B Ka-
yecTBe HcxogHoro BemecTBa (130 mr, 85%) B Bume OeciBeTHOTO Macia, KOTOPOE MCIOIB30BANN HAPSAMYIO Ha
clenyromie craauu 6e3 nanpHeimei ounctku. JKXMC: (ES) m/z 247 [M+H].

IMpumep 10. [Ipomexyrounoe coeaunenue 2-9. 4-(1-I'napoKCUIMKIONPONIIT)OCH30HAs KHCIIOTa

HO HO
OMe Cmadus 1 Cmadus 2

0] @) @)

OMe OMe OH

MpomexyTouHoe
coeguHeHue 2-9

Cramus 1. MeTtun-4-(1-ruipoKCUIIKIIONPOITHIT )0€H30aT.

Odup (30 mm), turana(IV) wmzompomokcua (0,5 mi, 1,69 mmons) u aumerunrepedranar (1,00 T, 5,15
MMOJIb) TOOABJISUTA B TPEXTOPIYIO KPYTIIOAOHHYIO KOJIOY BMecTHMOCTHIO 100 M1, 000pyZI0BaHHYIO a30TOTIOBO-
JISTIe TpyOKO#, MarHUTHON MeIaikoi U KoHAeHcaTopoM. [Tociie 3Toro mo KamisM JT00aBIIsian OpOMU dTHII-
Mmaraus (3,0M B adupe, 2,6 mi, 7,80 mmois) nipu nepemermBanuu pu 10°C. TTorydaeHHBIN pacTBOp TepeMe-
IIMBAJIH B TeUEHHE 2 9 MPH KOMHATHOM TeMIIepaType M 3aTeM TaciiIi Jo00aBIeHHEM CepHOM KucioTHl (15 mac.%,
50 mm). [TorydeHHBIH pacTBOp AKCTparupoBaiy dtuiamneratoMm (4x30 mur). Opranudeckne ciou OObEAWHSIIA U
MIPOMBIBAIM HACBHIIEHHBIM BOJHBIM pPacTBOpoM KapOoHaTta HaTpus (50 mur) u coneBbM pactBopoM (50 m).
CMech BHICYIIMBANIH HaJ OC3BOTHBIM CYIb(PATOM HATPUS, (PUIBTPOBATU U KOHICHTPUPOBAIH IO/ BaKyyMOM.
Ocaznok ounmiany npu noMouy npenaparuHoil TCX-mIacTHHKY ¢ eTposeHbIM 3¢upom/sTrinaneratom (15:1
00./00.) ¢ momyuenueM MeTmiI-4-(1-runpokcurkionponmwi)oenszoara (250 mr, 25%). KXMC: (UDP) m/z 193
[M+H].

Cranus 2. 4-(1-I' napOKCUIMKIONPONHI)OCH30HHAs KUCIIOTA.

Mertanon (20 mur), metmin-4-(1-rugpoxcurukionponuin)oensoat (ctaaus 1, 200 mr, 1,04 MMOJIB) U THAPO-
keup sutst (10% BomHbIH, 5 MIT) 100ABISIIN B KPYTIIOAOHHYIO KOJIOY BMecTHMOCTRIO 100 M1, 000pymoBaHHYIO
a30TOIOABOIAIIECH TPyOKOH, MAarHUTHOM MeENIaaKkoi U KoHaeHcaTopoM. [lomydeHHbIH pacTBOp NepeMenTnBaIH B
TedeHHe | U mpu KOMHATHOH TemriiepaTtype. 3HadeHne pH pacTBopa moBoaniy 10 4 MpH MOMOIIN XJIOPHCTOTO
Bojopoaa (1,0M Boanslit). [ToxyueHHBIH pacTBOp SKCTParupoOBaIN AUXIOpPMETaHOM (4x20 M) M OpraHHYecKHue
CJIOM OOBEIMHSIIH, BRICYIITHBAIN Hall 0€3BOIHBIM CYIb(haTOM HATPHUS U KOHIIEHTPUPOBAIH IO BAKYYMOM C TIO-
nmydeHueM 4-(1-THIpOKCHIIMKIONPOIIII)OCH30MHON KHUCIOTHI (TPOMEXYTOUHOE coeAnHEeHHEe 2-9), KOTOPYIO HC-
noJib3oBany 0e3 manpHeimei ounctku. XKXMC: (MD9P) m/z 177 [M-H].

IMpumep 11. Ilpomexyrounoe coeamHenue 2-11. 5-((4-I'mppoxcununepunun-4-un)mernn)-1-(6-penun-
mUpuAnH-3-1n)-1,5-muruapo-4H-mupaszono| 3,4-d jnupumuanH-4-0Ha CONb TPUPTOPYKCYCHOM KHCIOTHI
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N
N,/ Ny J . MpoMexyTouHoe coeanHeHme 2-11

Cragus 1. 2-Bpom-5-ruapasuHUIMUPUINH.

TutynsHoe coenunenue (500 mr, 23%) noayyanu corjacHO METOJUKE, ONMCAHHOW B METOAMKE, UCTIOJb-
30BaHHOH JJIS1 TOJTYYCHUS MPOMEKYTOUYHOTO COCTUHECHUS 2-28a, C MCMOIB30BaHUEM 6-OpOMITMPHUINH-3-aMITHA
(2,00 T, 11,6 MMOIB) B Ka4eCTBE MCXOJHOTO BEIIECTBA, KOTOPOE OYHIAIN MPH MMOMOIIH KOJOHOYHON XpOMaTO-
rpadum, monpys auxiopMmeranom/MeTanonoM (20:1 06./06.). XKKXMC: (MDP) m/z 188, 190 [M+H].

Cramus 2. 5-Amuno-1-(6-6pommmupuana-3-un)- 1 H-upa3zon-4-kapOOHUTPHIL.
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TurynsHoe coequuenue (235 mr, 33%) nomyyanu coriaacHO METOJMKE, OTIMCAaHHOW B mpumepe 21, cramus
1, ¢ wucronb3oBaHWEM 2-(3TOKCHMETWIUICH)NponanauanTpuia (326 wr, 2,67 mmons) U 2-Opom-5-
ruapasuHwInpuanHa (ctaaust 1, 500 mr, 2,66 MMoJTb) B KadecTBe UCXOAHBIX BemecTB JKXMC: (MOP) m/z 264,
266 [M+H].

Cramus 3. 5-AmuHO-1-(6-penmmupuana-3-ni)- 1 H-mupazon-4-kapoouutpun dppf bByxsanbma, cpemuuit
dbocoar.

Turynenoe coenuuenne (180 mr, 93%) momywamu corilacHO METOIMIKE, ONMMCAHHOW B IIpUMepe 5, ¢ uc-
MOJIb30BaHUEM S-aMHHO- 1 -(6-Opommupuana-3-mn)- 1 H-nmupazon-4-kapborurpmwna (cragus 2, 195 wr, 0,74
MMOJIB), PeHmIO0pOHOBOH KrchoThl (136 mr, 1,11 MMons), 1,4-nuokcana (15 mi) u [1,1'-6uc(audenunpochu-
Ho)deppoueH|auxnopnamuiaans (11), kommieke ¢ tuxiaopmeraHoM (48 Mr), ¥ 3aTeM OYUCTKH MPH HOMOIIHN KOJIO-
HOYHOW XpoMaTorpaduu ¢ MCIONIb30BaHWEM JTHianeraTa/nerposeitnoro sgupa (1:1 06./06.) XKXMC: (UDP)
m/z 262 [M+H].

Cranus 4. 1-(6-Oenmmmupuaus-3-un)-1,5-muruapo-4H-mupazono| 3,4-d jmupumMuauH-4-0H.

5-AmuHo-1-(6-penmnmmupuaus-3-un)- 1 H-mupazon-4-kapoonurpun (cramust 3, 170 mr, 0,65 mmoins, 1,00
9KB.) U MYPaBbUHYIO KHUCIOTY (18 M) m00aBIsiiM B KPYTJIOJOHHYIO KOJIOY BMecTHMOCThIO 100 My, obopymo-
BaHHYIO MarHUTHON MEITAJIKON U KOHJIeHCATOPOM. [1oTydeHHBIH pacTBOp HarpeBai ¢ OOPATHBIM XOJIOIMITbHH-
KOM B Te4eHHe 16 4, 3aTeM OXJIaXJanH 10 KOMHATHON TeMIIepaTyphl 1 KOHIIEHTPUPOBAIIN 101 BaKyyMoM. TBep-
JIble BEIIECTBA MPOMBIBAIN dTHIIAIeTaToM (3x20 MII) M BBICYIIMBAIH € TIOJTydeHueM 1-(6-peHmmmupuua-3-1)-
1,5-murunpo-4H-mmpazono[ 3,4-d[mupumunna-4-ona (170 Mr, 90%). XKXMC: (MDP) m/z 290 [M+H].

Cramus 5. Tper-bBytun-4-runpokcu-4-((4-oxco-1-(6-pernnmupuaun-3-wmn)-1,4-muruapo-SH-mupazomno| 3,4-
d]mupuMuIMH-5-1T)METH ) TATIEPUINH- | -KapOOKCHIIaT.

TurynsHoe coequuenue (235 mr, 33%) nomyyany coriaacHO METOJMKE, OTIMCAHHOW B mpuMmepe 21, cramus
4, ¢ ucnonb3oBaHueM 1-(6-QpeHmmUpHINH-3-101)-1,5-muruapo-4H-nmpasoino| 3,4-d jmupumunua-4-ona (cramus
4,160 mr, 0,55 MMOJIB) B KAUECTBE MCXOJHOTO BEIIECCTBA U 3aTE€M OYHCTKH MPH MOMOIIU KOJIOHOYHOW XpOMAaTo-
rpaduu ¢ UCHOJIB30BaHUEM dTHIIALeTaTa/meTposeiiHoro a¢upa (1:3 06./06.) (210 mr, 76%). XKKXMC: (MDP) m/z
503 [M+H].

Cramust 6. 5-((4-I'mopokcununepunu-4-mwn)MeTnin)- 1 -(6-dpermmupunus-3-un)-1,5-muruapo-4H-nmpaso-
110[3,4-d|mupumMunH-4-0Ha COJIb TPUPTOPYKCYCHONU KHCIIOTHI.

Turynenoe coenunenne (235 mr, 33%) moxydanu corjacHO METOAWKE, OTIMCAHHOM B mpuMepe 21, cragus
5, ¢ wucmonp3oBaHWeM  TpeT-bytni-4-ruapoxcu-4-((4-oxco-1-(6-bennnmupuau-3-wmn)- 1 ,4-quruapo-5SH-
nupazodio| 3,4-d|mupuMuIuH-5-mT)Me T ) TUNIepuIiH- 1 -kapOookeunaTa (ctaaus 5, 210 mr, 0,42 MMoIIb) B Kade-
CTBE UCXOJHOTO BEIIECTBa, KOTOPOE MCII0JIb30Bau Oe3 manpHeimei ouuctku. JKXMC: (MOP) m/z 402 [M+H].

[IpomexxyTouHBIe COSTUHEHNS B Ta0J. 6 OBUTH CHHTE3MPOBAHBI COTIIACHO METOIUKE, OMMCAHHON B IIpHUMe-
pe 11, cranuu 2, 3 u cranus 6.

Tabmuia 6
XXMC:
/CTIONIb3OBAHHEIL (13P)
[IpoMeXyTOUHOEe COoeIOuHeHMre Ne:
npemeCTBeHHUK m/z
[M+H]
1- (4-Bpombenwi) -1, 5-
I[IpoMexyToYHOE coeoMHeHNe 2- | gurupgpo-4H-
32. 5-[ (4-TUIPOKCUIUIIEPUIONH— nupasoJo [3, 4-
4-m1) mMeTmi1] —1- (4- | d] nuprMmouE-4-0H "
denmnpenwi) -1H, 44, 5H- | penmsI6opoHOBas KUCJIOTA 402
nupasoJo [3, 4-d] nupuMMAOMH-
4-oH, COJIb TPUGTOPYKCYCHOM
KM CJIOTH
1- (4-Bpombenui) -1, 5-
lpoMexyTOuHOEe CcoeIuHeHMe 2- | qurumpo-4H-
877. 1-(4'-¢Top-I[1,1"- | nupasosno[3, 4-
Oudenni] —4-wmy) -5-( (4- d] nupyMuauH-4-oH U 4-
TUOPOKCUIIUIIEPUOUH- 4 - dTopdeHMIIBOPOHOBA A 420
wi)MeTus) -1, 5-ourngpo-4H- KMCJIOTa
nrpasz30Jio [ 3, 4-d] nupuMmuomuu-—4-—
OH, CoJIb TPUOTOPYKCYCHOM
KM CJIO TH
1- (4-BpoMmbenni) -1, 5-
llpoMexyTOUHOe cCcoemMHeHMe 2- | gurumpo-4H-
879. 5-((4-IMIOPOKCUIMNEPUIUH- | nupasoJio[3, 4—
4d-py)MeTnir) -1-(3'- d] nupuMuIvH-4-0oH U 3-
(rpudTopMeTIIl) OMbeHNIT—4-1T) - TprdTOPpHEeHMIBOPOHOBA S 470
1H-ntupaszoio [ 3, 4-d] nupuMmouH-4 KUCJIOTa
(5H) —oH, cCoOJIb TPUOTOPYKCYCHOM
KM CJIO TH
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[pumep 12. IIpomexyTounoe coemuaenue 2-13. 2-Xiop-4-peHOKCHOCH30HAS KUCIIOTa
i O
OH 0o
HO cl OH Cl
MpomexyTouHoe
coeguHeHue 2-13
2-Xnop-4-rugpokcuden3oiinyro kucnoty (3,00 r, 17,4 mmons), nuxmopmerad (100 mi), heHHIOOPOHOBYIO
KkuciotTy (4,24 r, 34,8 mmons), meau (11) anerat (7,87 r, 43,3 Mmoib), TpudTmwiamus (5,27 T, 52,1 MMOJb) U MO-
nexynsipusie cuta 4A (MC) (3,00 r) 106aBIsAIN B KPYTIOAOHHYIO KOIGY BMECTHMOCTBIO 250 M1, 060pyI0BaH-
HYIO a30TOIOABOISINEH TPYOKOH M MAarHUTHON MEIIATKON. PeakmmoHHyI0 cMeCh TIepeMeTBaIN B TeUeHue 16 1
IIpY KOMHATHOH TeMIiepatype. TBep/bie BemecTBa (PrIbTpoBaIK ¥ GHIBTPAT KOHIICHTPUPOBAJIH O] BAKYYMOM.
Ocaziok OYHIAIA Ha KOJIOHKE C CHJIMKAreJieM MpH MOoMOIH AuxjopMeTana/meranosa (10:1 06./06.) ¢ moryde-
HHEM 2-XJI0p-4-(eHOKCUOEH30MHON KHCIOTH (TMpoMexyTodHoe coeamHenue 2-13, 790 wmr, 18%). JKXMC:
(U2P) m/z 247 [M-H].
[pumep 13. IIpomexyTounoe coenuneHne 2-26. 2-OeHnmnokcasoin-5-kapOoHOBas KHCIOTa

\!
N / ﬁ r\}ﬂo

MpomexyTouHoe
coeauHeHue 2-26

Cranus 1. Metun-2-¢peHnnokcas3on-5-kapOoKcuar.

5-bpom-2-denun-1,3-oxcazon (500 mr, 2,23 mmois), [1,1'-0uc(nudennndochuno) depporeH]auxmopnai-
namwii (I1), komruteke ¢ quximopmeranom (96 mr, 0,12 mmons), TpudTiiamMuH (1,00 M, 7,17 MMOITb) U METaHOIT
(20 mu1) mOoGaBISIM B B pEAKTOP BHICOKOTO JABJICHUS BMECTHMOCTHIO 50 Mit (3 aTt™.), 000pyIOBaHHBIA MarHHUT-
HOM MEIIaJIKOM U TEPMOMETPOM. PeaKkTop OMOpOXKHSIN U TPUXKIBI MPOMBIBAIM a30TOM. PeakTop rasupoBaiiu
MOHOOKCHIOM yTJIepo/ia U MOJydeHHYI0O CMeCh nepeMermuBaiy B Tedenue 16 1 mpu 120°C. PeakiinonHyio cMech
3areM racwin no6asiaeHueM Boabl (50 Mi) u skcTparupoBany auxiaopMeranoM (3x50 mur). Opranudeckue ciou
00BEeIMHSITN, BRICYIIUBAIN HaJ O€3BOAHBIM CyIb(paToM HATPH, (PUIBTPOBAIHM M KOHIIEHTPUPOBAIHN O] BAKYYy-
MoM. OcaloK OYHMINANM HpU MOMOINM XpoMaTorpadMy Ha KOJOHKE C CHIIMKArelieM, JJIIOHpYs STHIIAIeTa-
Tom/mieTponeitHeM 3dupom (1:2 00./06.), ¢ momyueHneM MeTHI-2-QeHMmIOKca30a-5-kapookcmnata (350 wr,
77%). XXKXMC: (U3P) m/z 204 [M+H].

Cranus 2. 2-DeHnI0KCa301-5-kapOOHOBAsT KUCIIOTA.

TurynapHOE COeMHEHNE TIOTyYalli COTJIaCHO METOJIMKE, ONMCaHHOH B npuMepe 10, craaus 2, ¢ MCIOIb30-
BaHHMEM METHII-2-(heHUII0KCca30-5-kapookemiara (cramus 1, 350 mr, 1,72 MMoJIb) B KauecTBE MCXOAHOTO Bellle-
CTBa, U HCIIONIB30BaNH Oe3 manpHeiei ounctku. XKXMC: (UDP) m/z 188 [M-H].

[Ipumep 14. ITIpomexxytounoe coenunenue 2-17. 1-bensmn-1H-muppon-2-kapOboHoBas KMCIOTa

@hg%% o

MpomexyTouHoe
coeauHeHue 2-17
Otun-1-6ensun-1 H-muppon-2-kapdokcunat (458 mr, 2,00 Mmmons), ruapokcua kamms (1,12 r, 20,0 MMos),
Boxy (10 mur) u meranon (50 mMir) 100aBIsUTH B KPYTIOAOHHYIO KOOy BMecTUMOCThIO0 100 M1, 000py10BaHHYIO
MarHMTHOM MeIlajKoil, TepMOMETPOM U KOoHJeHcaTopoM. [losydeHHbIi pacTBOp nepeMenrBaii B TeueHue 16 4
npu 70°C. pH pacTtBopa AOBOAMIN 10 2 C HUCIOJB30BAHUEM XJIOPUCTOBOAOPOIHOM KuchOThl (6,0M BOAH.), U
TIOJTYYEHHBI PacTBOP dKCTparupoBaiu dTmiaaneTatoM (3x30 mur). OpraHudeckue clion 00beIUHSIIHN, BHICYIIIN-
BaJM HaJl OC3BOJHBIM CYIb(aToM HATpHs, PIIBTPOBAIN U KOHICHTPUPOBAIH MOJ] BAKYYMOM C TIOJyYCHHEM |-
6en3mi- 1 H-nmupposn-2-kapOoHOBOM KHCIOTHI (TPOMEXYTOUHOE coequHeHne 2-17), KOTOpyIo HCHOJIb30BaId Ha
CleyromIe cTaguu 6e3 nanpHeimei ounctku. XKXMC: (UDP) m/z 200 [M-H].
[Tpumep 15. ITpomexyrounoe coenuuenue 2-21. 3-(1H-ITupazon-1-mr)0yTaHoBas KUCIOTa

N=
Cmadus 1 ) Cmadus 2
B0 } EtO N } }

MpomMexyTouHoe coeauHeHue 2-21
Cranus 1. Otun-3-(1H-nupason-1-um)0yTanoar.
1H-mpazon (1,00 r, 14,7 mmons), stun-(E)-0yr-2-enoar (2,50 r, 21,9 mmons), anerorurpuin (30 mi) u
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DBU (1,20 r, 7,88 MMo0:1b) 100aBISIIN B KPYTJIOJOHHYIO KOOy BMecTMOCThio 100 My, 000py10BaHHYIO Mar-
HUTHOM Memtankoi. [TomyueHHBIN pacTBOp nepeMeIrBaiy B TedeHue 16 4 npu koMHaTHOH TeMnepatype. Peak-
IIMOHHYIO CMECh 3aTeM raciin Jo6aBieHreM Boasl (50 mMir) u sxcTparupoBanu auxiopmeraHoM (3x40 mi). Op-
TaHUYECKHE CIOM O0BEANHSIIHN, BHICYIINBAIN HaJl OE3BOIHBIM CyIb(aToOM HaTpus, GUIBTPOBAIN U KOHLIEHTPH-
POBAIM TOJ BaKyyMOM ¢ moydeHneMdITIII-3-(1 H-mupa3on-1-nn)0yraHoaTa, KOTOPHIH HCIIONB30BAIA Ha Clie-
JyIOTIIeH cTaanu 0e3 Kakoh-inbo nanpHemen ounctku. JKXMC: (MOP) m/z 183 [M+H].

Cramus 2. 3-(1H-ITupa3zon-1-nn)0yTaHoBast KHCIIOTA.

TutynpHOE COSIMHEHHE MOTYYalld COTIIACHO METOMKE, CXOAHON ¢ OMUCaHHOK B mpumepe 10, ctamus 2, ¢
ncnonb3oBanueM 3Tui-3-(1H-mupazon-1-un)dyranoarta (ctaamus 1, 2,0 r, 11,0 MMob) B KauecTBE MCXOIHOTO
BEIECTBA, KOTOPOE MCIIONB30BANIN 0€3 najbHeHIIel OUUCTKY.

[Mpumep 16. IIpomexyrounoe coequnenue 2-51. 4,4-Ancrop-3-(1H-nupazon-1-na)dyraHoBas Kkuciora

F

F F
o Cmadus 1 o Cmadus 2 Cmadus 3

o) ©c O O OH

F Cmaodus 4 HO N
\/OTN\F 8
(e}

F F
MNpomMexyTOouHOE coeauHeHue 2-51

Cramus 1. Otnn-4,4-mudTop-3-0KkcoOyTaHOAT.

B kpyrmomonHyro kon0y BMecTuMocThi0 S00 M1 3arpyskanu 3Tokcua Hatpus (28,3 T, 416 MMOITb) ¥ 3TaHOI
(80 M) m 3aTeM MeIUIeHHO J00aBISUIH pacTBOp dTWII-2,2-nudroparerata (43 r, 347 mMois) B dTrnarnerate (170
MiT) ipH niepeMenBanuu npu 23°C. TlomydeHHbIH pacTBOp nepememnBaiy B Tedenue 2 4 npu 60°C. Tlocie ox-
naxaeHus 10 23°C, peakIMOHHYI0 CMECh raciiid TOOABICHUEM XJIOPUCTOBOAOPOTHOM KUCIOTHI (6M, 150 M), u
pH pactBopa moBoaumu 1o 4-5. [TomydeHHBIH pacTBOP IKCTparupoBaiu dtwiamneratoM (3x200 mit), U opraHude-
CKHE CJION OOBEANHSIIN U BBICYIINBAIN HaJ OC3BOAHBIM CYJIb(ATOM HATPHs U KOHIEHTPHPOBAIHN IO/ BAaKyyMOM
¢ noixydeHueM 3Twi-4,4-nudTop-3-okcobyTaHoaTa B BHAE OECIBETHOIO Maciia, KOTOpPOE HCIOJIb30BalM 0e3
JanpHewmei ounctku (29 1, 42%). GCMS m/z 166.

Cranus 2. Otun-4,4-nudTop-3-ruapokcudyTanoar.

B kpyrnononnyro xondy BMectuMmoctsio 500 mit 3arpyxanu stiin-4,4-nudrop-3-okcodyranoar (8 r, 48,16
MMOJIB), TOTyoJI (250 M) m Goporuapun Hatpus (2,38 T, 64,63 MMoub). [TomydeHHBIH pacTBOP MEPEMENINBATN B
tederue 2 1 npu 65°C. PeakmmoHHyI0 cMeCh 3aTeM Tracuiu gooasienneM Boabl (100 mi). I[TorydaeHHbIH pacTBOp
9KCTparupoBayu stmianeraroM (3x50 Mi1), ¥ opraHMYecKue CjIoM OOBEIUHSIN, IPOMBIBAM COJIEBBIM PacTBO-
POM, BBICYIIMBAJH Haja OE€3BOJHBIM CYIh(ATOM HAaTpUsS M KOHIIGHTPUPOBAIH MO BakyyMoM. OcaloK OYHIIaIH
MIPH TIOMOIIM KOJIOHOYHOM XpomaTorpaduu, dIIOUpPYS dTHIIAIeTaToM/meTpoiieHsiM 3¢gupom (ot 1:5 mo 1:2
00./06.) ¢ mommyuernem >1min-4,4-nudrop-3-ruapoxcudyranoara (6,81 r, 84%). GCMS m/z 168.

Cramus 3. (E)-Otun-4,4-mudtopOyr-2-eHoar.

B kpyriononHyio koj0y BMECTUMOCTBIO 25 Mil 3arpyxanu otui-4,4-nudrop-3-ruapokcubyranoar (5g,
48,16 mMonb) u docdopusid anruapun (3,4 T, 23,62 Mmoib). [lorydeHHBIH pacTBOp NepeMeIInBaii B TCUCHUE
2 v ipu 70°C B MacistHOM Gane. HeounmeHHBIH MPOIYKT OYMINAIN IPH HOMOIIN IUCTHIUISIIMN MO TIOHHKEH-
HBIM aaBienueM (1 M pr.ct.) n ¢pakunto codupanu npu 100°C ¢ nomyyenuem (E)-atmi-4,4-mudropoyr-2-
eHoaTta B Buze OecusetHoro macia (1,8 r, 25%). GCMS m/z 150.

Cranus 4. 4,4-Jlndrop-3-(1H-nmpazon-1-m)OyraHoBast KHCIIOTA.

B kpyrmomonHyto kon0y BMectuMocThio 100 mMi momernmanu 1H-mmupaszon (102 mr, 1,50 mmois) u TeTpa-
ruapodypas (20 M) ¢ mocneayromuM nodaBneHueM ruapuaa Harpus (52 mr, 2,17 mmois) mipu 0°C. Tlomyden-
HBIA pacTBOp nepemermmBany 30 mun npu 0°C nepen nodasienneM (E)-3tnn-4,4-mudropoyr-2-enoata (150 mr,
1,00 mmoms). TTonydennstit pactBop nepememmBany 16 4 npu 23°C. PeaknmoHHyI0 cMeCh Tacviid 100aBIeHUEM
10 Mt BozbI M 3KCTparupoBanm dTmiaaneTatoM (30 mia). pH BoIHOTO cost AOBOAMIIN 10 4-5 C MCMOJIb30BaHUEM
rugpoxiyiopuaa (6M) u skerparupoBaiu guxsopmeranoM (2x30 mir). OpraHudeckue ciIou OOBEIUHSIIN, BBICY-
MUBAIN HAJl 0€3BOJHBIM CYIh(ATOM HATPHUS M KOHIICHTPUPOBAJIH TOJI BAKYYMOM C mosryderneM 4,4-nmudrop-3-
(1H-nupason-1-mm)oyranoBoit kuciotsl (90 Mr) B BHE JKEJNTOrO Macia, KOTOPOE MCIOIb30BaIN 0e3 JabHel-
et ounctku. XKXMC: (UOP) m/z 191 [M+H].

[TpoMexxyTOUHBIE COCMHEHHSI HIDKE OBUIM CHHTE3MPOBAHbBI COTJIACHO METOAMKAM, NPHUBEACHHBIM B IPHU-
Mepe 16 Bole.
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Tabnuma 7
MC (MU3P,
Jcrionb 30BaHHEN
[IpoMexyTOUHOE coeIMHeHne Ne: m/z)
npenueCcTBeHHUK
[M+H]
[IpoMexyToOUYHOe coeInHeHue 2-52., 3-bTop-1lH-nimpasoia 209
4,4-nupTop-3- (5-dpTop-1H-nMpas0J—
1-mJ1) Oy TaHOBas KUCJOTa
IpoMexyTOYHOe coenuHeHue 2-53.
4,4-nupTop-3- (4-pTop-1H-nmpasog— 4-pTop-1H-nMpasoJ 209
1-mJ1) Oy TaHOBas KUCJOTa
[IpoMexyTOYHOe coenuHeHue 2-99. 3-
(4-xyjop-1H-niupazon-1-nmn) -4, 4- 4-xJop-1H-nmpasoJ 225,227
ondrTopOyTaHOBasA KUCJIOTA
poMexyToOuHOe coemuHeHMe 2-100.
3- (3-xJyop-1lH-mmpazomn-1-wmia) -4, 4- 3-xJop-1lH-nmpasoJ 225, 227
ondTopOyTaHOBAasA KUCJOTA
[IpoMexyTOuHOe coelmHeHmue 2-101.
4,4-nupTop-3- (4-MeTusi-1H-nupasz3og— 3-meTwmii-1H-ninpaszoJ 205
1-my1) ByTaHoBasg KMUCJIOTAa
[IpoMexyTOUHOe coemmHeHue 2-98. 3- | sTmii-3-oxcobyTaHoaT
(OIdTOPMETOKCH ) UMKIIOOYyTaHKapOOHOB (Cragmusa 2) u 3- 173
ad KUCJoTa brop-1lH-nupasoJ
[IpoMexyTOYHOEe coeImHeHue 2-163. 2,2,2-tpudpropaleTarT
4,4,4-Tpudprop-3- (1H-nupaszoy-1- (Crammsa 1) m 1H- 209
1) OyTaHOBas KMCJOTa OMpasoJl
[IpoMexyTOYHOe coenuHeHMe 2-163A. 2,2,2-Tpudropalieratr
4,4,4-rpudprop-3- (3-dpTop-1H- (Cramusa 1) n 3- 227
nupasoJi—-1-mi) 6yTaHoBasg KUCJIOTa brop-1lH-nupasoJ

[Mpumep 17. IlpomexyrouHoe coequnenue 2-43. 4-Orop-3-hennnOyraHoBas KucaoTa

v

CH,F

Cmadus 3

—_

Cmadus 1 Cmadus 2
ctO EtO HO

X
O CH.F O CHF O CH.F

MpomexKyTouHoe
coeauHeHue 43

Cranus 1. Otun-(Z)-4-¢prop-3-peHnndoyr-2-eHoar.

Tunpun vatpus (188 mr, 7,83 mmons) u Terparuapodypan (10 M) 706aBISUA B TPEXTOPIYIO KPYTIIOAOH-
HyI0 K00y BMecTUMOCThIO 100 MiI, 000pyAOBaHHYIO a30TOMOABOJAIICH TPYOKOW, MarHUTHON MEITAKON u
TepMoMeTpoM. DTui-2-(mudTokcudochopun)amerar (1,05 r, 4,68 MMOIb) NOOABISUIM IO KaIULSIM TIPH TIEpeMe-
muBaHuu 1pu 0°C, W ToONMydeHHBIH pacTBOp mepememmBanu B TedeHue | 1 mpu 0°C. PactBop 2-¢Top-1-
(dhennmaTan-1-ona (500 mr, 3,62 MMoib) B TeTparuapodypane (10 mr) mobasmsum npu 0°C, ¥ MOTyIeHHBIN pac-
TBOp nepememuBaiy B TedeHue 30 muH npu 0°C u 3aTeM B TedueHne 16 4 Mpu KOMHATHOW Temmepartype. Peak-
IIMOHHYIO CMECh I'aCWJIM JOOABJICHHEM HACBHIIIEHHOTO BOJHOTO pacTBopa xyopuaa amMmMmoHus (30 M) u akcTpa-
TUPOBaIN ATWIOBEIM ddupom (4x30 mur). Opranmdeckrue CIIOM OOBEIWHSIN, BHICYIITUBAIM HaJ 0€3BOJHBIM
Ccynb(paToM HaTpus, PIIBTPOBAIN M KOHIICHTPUPOBAIH MOJ BaKyyMoM. Oca oK OYHMINAIH MPH MOMOIIU KOJO-
HOYHOW XpomaTorpaduu ¢ MCIOJIB30BaHUEM dTHaleraTa/merponeinoro agupa (1:30 00./06.) ¢ nomxydeHnem
atHn-(Z)-4-¢prop-3-penundyr-2-enoara (630 mr, 84%). XKXMC: (UDP) m/z 209 [M+H].

Cranus 2. Otun-4-¢prop-3-penundyraHoar.

Ortun-(Z)-4-dprop-3-pernndyr-2-enoar (cragus 1, 200 mr, 0,96 MMoip), MayulaAMeBBI KaTaau3aTop Ha
yraepogHoM Hocutene (10 mac.%, 30 mr) u stunanerat (30 M) 70OGABISIIH B KPYTIIOAOHHYIO KOJIOY BMECTHMO-
cteio 100 M1, 000pyIOBaHHYI0 MATHUTHOW MEMAJIKOW. PeakIIMOHHYI0 cMeCh TPOAyBaIl U HAKAYHBAJIA BOJAOPO-
oM (2 aT™.) m 3aTeM TepeMenmuBad B TedeHue 40 MUH MPW KOMHATHOH TemrepaTtype. 3aTeM peaklnOHHYIO
cMech (DUIBTpOBAIM W KOHIEHTPHUPOBAIW IOJ IMOHMKCHHBIM JaBJICHHEM C TOJydeHHeM 3THiI-4-GTop-3-
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(eHnnOyTaHoaTa, KOTOPHIM MCIIOIB30BAIM Ha CIEAYIOIeH craanu 0e3 manpHeimed ounctkn. GCMS: m/z 210
[M+].

Cramus 3. 4-®Otop-3-heHnnOyTaHoBass KHCIIOTA.

Otun-4-prop-3-penmndyranoar (200 mr, 0,96 mmons), ruapokcun Jutus (202 mr, 4,80 MMoinb), Boxy (5
MJI) 1 MeTaHou (20 mMut) T00aBISIIN B KPYTIIOMOHHYIO KO0y BMecTHMOCTBIO 100 M1, 000pyI0BaHHYIO MarHuT-
HOW Mermankoi. [TosydeHHbIH pacTBOp MepeMeNnBalid B TeUeHHe 2 9 NP KOMHATHOW Temnepatype. pH moBo-
JUIU 10 5 IIpH MOMOIIHX XJIOpHUCTOro Boxopoa (6,0M BoAHBIN) U CMECh SKCTPAarupoBaly JUXJIOpMeTaHoM (5x20
Mi1). OpraHudecKkre Ciou 00bEeIUHSIIN, BRICYIINBAIN HaJl 0€3BOIHBIM CyIb(})aToM HaTpHs, PHILTPOBAIN U KOH-
[EHTPUPOBAIIM TIOJT BaKyyMOM. HeOUHIeHHBIH MPOXYKT OYWIIAIN MPH MOMOITH npenapatnBHoit BOXKX (mpe-
naparuBHas Kononka Waters SunFire C18 OBD, 100A, 5 mxm, 19 MM x 150 mM; mozsmkHas daza A: 0,05%
BOJHAs TPUPTOPYKCYCHAsI KUCIIOTa, MOABIWKHAA (aza B: ameronurpmn; rpanuent: ot 20% B mo 60% B 3a 12
MUH; J1eTekTop:220 u 254 HM) ¢ nomydenueM 4-(hrop-3-peHnn0yTaHOBOH KUCIOTHI (IIPOMEKYTOYHOE COCIHHE-
nre 2-43, 89 mr, 51%). JKXMC: (MDP) m/z 181 [M-H]. "H SIMP (300 MI'ti, CDCl3) & 10,29-8,78 (m, 1H), 7,36-
6,99 (m, 5H), 4,69-4,38 (m, 2H), 3,58-3,43 (m, 1H), 2,98-2,70 (m, 2H) ppm.

[TpoMexxyTOUHBIE COCMHEHMST HIDKE OBUIM CHHTE3MPOBAHbI COTJIACHO METOAMKAM, NPUBEACHHBIM B IPHU-
Mmepe 17.

Tabnuma 8

JcrioNb30BaHHBIA MS (U3P,

[IpoMexXyTOUYHOE coeImMHeHue N:
npemuecTBEeHHUK m/z) [M-H]

[IpoMexXyTOUYHOE coemuHeHMe 2-12. 3- 1-(1,3-Tazon-2-
170
(Tason-2-un) 6yTaHOBASI KUCJIOTA MJI) 3TaH-1-0H

[Mpumep 18. IIpomexyrounoe coequnenne 2-22. 3-(1H-ITuppoin-1-nm)dyraHoBast kuciora

—
HO N/
Moy O —T7T
O
MpomexyTouHoe
coeiluHeHue 2-22
1H-TTuppomn (1,00 T, 14,9 mmons), atun-(2E)-0yr-2-enoar (1,70 r, 14,9 mmons) u JIMPA (20 mi) nobas-
JSUTH B KPYTIIOIOHHYIO K010y BMecTUMOCTBIO 100 M1, 000pyJOBaHHYIO a30TOMOIBOISIICH TPYOKOH, MarHUTHOM
Memankoi u repmomerpoM. [Tocie aToro nodasnsum runpun Hatpus (60% B MunHepansHOM Macie, 180 mr, 4,50
mmoub) TipH -10°C. [lomy4eHHbIH pacTBOp OCTaBIISUIM JJIsl HArPEBaHMS JO KOMHATHOM TeMIepaTypsl U nepeMe-
IIMBajH B TeueHUe 16 4. PeakImoHHyI0 cMech 3aTeM racuin qooasneHueM Boabl (20 mi). [lomydeHHBIH pacTBOp
nepeMelIuBalId B TeueHHe 2 4 Ipu KOMHATHOH Temnepatype. pH noBoaunu 1o ~6 ¢ UCIOIB30BaHUEM XJIOPH-
croBogopoHoit kucnotsl (1,0M Boan.). [lomydeHHBIH pacTBOp SKCTparupoBaiu auxjiopmeraHoM (4x50 mu), u
OpTaHWYeCcKHe CIOM OOBEIMHSIIN, BHICYIIUBAIN HaJl OE3BOMHBIM CyIb()aToM HATpHs, QUIBTPOBAIN U KOHIIECH-
TPUPOBAIH TIOJT BAaKyyMoM ¢ TionydeHueM 3-(1H-mmuppos-1-wmm)0yTaHOBON KUCIOTHI (MPOMEKYTOTHOE COSTIMHE-
HUe 2-22), KOTOPYIO UCTIONBh30BaIH 0e3 ganpHeimiel ounctku. JKXMC: (MOP) m/z 152 [M-H].
ITpoMexyTOUHbIE COCIMHEHNSI HIDKE OBUIM CHHTE3MPOBAHbBI COTJIACHO METOAMKAM, NPUBEACHHBIM B IpPHU-
Mmepe 18. Jlns 2-54 u 2-55, ruaponn3 CTEMYIHPOBAIH T0OaBICHHUEM pacTBOpa TUAPOKCHIA IUTHSA (2,5 MMOITb) B
Boze (20 mu).

Tabmuia 9
MC (M3P,
[IpoMeXyTOYHOEe COeIMHEeHUe MCronb30BaHHE y
m/z)
Ne: IIpenieCTBeHHNK
[M+H]
[IpoMexyTOYHOE COeIMHEHMNE
2-54. 3-
OKTaI'MOPOUMKJIIONEeHTa [ C]
(TexCcarrMIPOLUKJIIONEeHTa [C] In 198
NVPPOJI
ppon-2- (1H) -un) OyraHosasa
KMCJIOTa
[lpoMexyTOUHOE COeIOMHEHME
2-55. 3-(5,060- 2,4,5,60-
OUTUIOPOLMKJIIONEHTAa [Cc]IMpaso | TeTpalMIPOLUMKJIIONeHTa [C] 195
J-2 (4H)-ua) ®dyTaHoBas IMpasoJl
KMUCJIOTa

[Mpumep 19. Ipomexxyrounoe coenunenue 2-931a. 1-[4-(3-I'mapokcu-3-MeTHIIHPPOIUINH- 1 -11)pennn]-
5-[(4-runpoxcummunepuann-4-mm)merun]-1H,4H,5H-iupazono| 3,4-d jnupumunun-4-ox, TOVY comp
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H
o N HCI N OH Y N
Z
OH w NG N AL NH
P N. N
7 N HO N N Boc N
N | ) N Cmadus 1 Cmadus 2 TFA
) e~ —_— —_—
N N “Boc

Q N N
Br ,p “Y\y
OH OH

Cramus 1. tper-Byrun-4-runpokcu-4-([1-[4-(3-ruapokcu-3-MeTHIIHPPOIUIUH- | -111) hern|-4-oKkco-
1H,4H,5H-nmpazosno|3,4-d |nupuMuIuH-5-1i1 | MEeTHII ) TUIepuAnH- | -kapOOKCHIaT.

B kpyrnogonnyro konby Bmectumocthio 100 mi, 000pyI0BaHHYIO OQJIIIOHOM C a30TOM, MarHMTHOM Me-
MaKOH, KOHIEHCATOPOM W TEPMOMETPOM, 3arpyxaiu TpeT-OyTmi-4-[[1-(4-6pomdenrn)-4-okco-1H,4H,5H-
nupazodio| 3,4-d | mupuMuuH-5 -1 | MeTw |-4-ruapokcununepuant- 1 -kapookcmwiar (900 mr, 1,78 mmois), 3-
METWIMAPPOIHINH-3-05a TuaApoxiaopua (990 mr, 7,19 mmons), kapbonat nesus (3,82 r, 11,7 mmons), 1,4-
muokcad (30 mun), terpa(aubeHzmmaeHaneToH)aunamiaanit (207 mr, 0,18 mmonp) u Xphos (171 wmr, 0,36
MMoutb). [TonmydenHsrit pactBop nepememuBany B Tedenre 16 1 mpu 100°C. Tlocne oxnaxaenus mo 23°C peak-
IIMOHHYIO CMeCh racuim nodasiaeHueM Bozbl (30 mur). [ToydeHHYI0 CMECh SKCTParupoOBAIHA AWXJIOPMETAHOM
(4x30 mim). OOBeTMHEHHBIE OPTAHMYECKUE CJIOW BHICYIIMBAIN HaJl 0€3BOJMHBIM CYIh(aTOM HATpHUs, PUILTPOBA-
T ¥ KOHIIEHTPUPOBAIN IO BaKyyMoM. OcaIoK OYHINAIN IPH IIOMOIIH KOJIOHOYHOH XpoMaTorpaduu, SMonpys
JuxyiopmeranoM/meraHonoM (50:1-20:1, 06./00.), ¢ momydenuem Tpet-0yTrin-4-runpokcu-4-([ 1-[4-(3-runpoxcu-
3-meTrnnuppouanH- 1 -un)penni|-4-okco- 1 H,4H,5H-nupazono[ 3,4-d |mupuMuiiuH-5 -1t |ME T ) THIepU AN H- 1 -
KapOOKcwiIaTa B BUe TBepAoro xenroro Bemectsa (700 mr, 75%). XKXMC: (ES) m/z 525 [M+H].

Cranus 2. 1-[4-(3-T'unpoxcu-3-MeTHIHUPpOIUANH- 1 -nim)pern |-5-[ (4-ruapoKcUnunepuIuH-4-11)METHIL |-
1H,4H,5H-ntupa3zomno|3,4-djmupumuaun-4-on, TOV comb.

TutynpHOE COSIWHEHWE IMONydald COTJIACHO METOMWKE, ONMCAHHOW B MpPHMEpE 2, ¢ WCIIOIB30BaHUEM
TpeT-0yTun-4-ruapokcu-4-([ 1-[4-(3-rugpokcu-3-mMerunmuppoauaut- 1 -nin)pennn]-4-okco-1H,4H,SH-tupazo-
110[ 3,4-d|mupumMuuH-5 -t |MeTmn)munepu - 1 -kapookcunara (200 mr, 0,38 MMOIb) B KauecTBE HCXOITHOTO
BerecTBa (210 mr, > 95%). XKKXMC: (ES) m/z 425 [M+H].

Ta6mmma 10. [IpoMexyTodHbIE COSTUHEHUS HUKE OBUTH CHHTE3HPOBAHBI COTJIACHO METOJHMKAM, OIHCAaH-
HBIM B mipumMepe 19.
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Tabaumna 10
MC
VCcronbB30BaHHEI (nsp,
[IpoMexyTouHOe coemMHeHue Ne:
IpemueCcTBeHHUK m/z)
[M+H]
[IpoMexyToYHOe CcoeguHeHMne 2-
Tper-0yTuia-4-[[1-(3-
410. 1-(3-(3-
Bpombenmsr) ~4-okco-
azabuuurio[3.1.0] rekcan-3-
1H, 4H, SH-nupaszoJo [ 3, 4-
nJ1) eHni) =5- ( (4- 407,
d] nMpUMMAOVH-5-MJI | METWJT ] —
TUOPOKCUNIMIIEPUINH- 4~ 408
4-TYOPOKCUNINIIEPUAONH- 1~
ui)MeTtui) -1, 5S-aurnapo-4H-
kapbokcuyiaT u 33—
nnpas3oJo [ 3, 4-d] nupumMmuomua-—4-
asabuuukio[3.1.0] rekcan
OH
[IpoMexXyTOYHOe CcoeImuHeHMne 2-
TpeT-0OyTuia-4-[[1-(3-
1100. 5-((4-
Bpombenmsr) ~4-oKco-
TUOPOKCUINIIEPUIVH= 4~
1H, 4H, 5SH-nomupaszoJo [ 3, 4-
Wui1) MeTnJ1) —1- (3- 411
d] nupyMMIOVH- S5-I ] METWII] —
MopbommHodeHns) -1, S-ournopo-
4-TUOPOKCUNIUIIEPUOVH- 1~
4H-ntupas3oJo [ 3, 4-d] IupuMMOVH—
kapbokcuaT U MOpQOJMH
4-on, TOY coJb
[IpoMeXyTOYHOEe COeIMHEeHMe 2- TpeT-0yTuia-4-[[1-(3-
1111. 5-((4- Bpombenmsr) ~4-okco-
TUOPOKCUNINIIEPUIVH- 4~ 1H, 4H, SH-nmupaszoJo [ 3, 4-
MJ1) MeTuJ1) —1- (3- (4- d] IMPpUMMAOVH-5-WJI | METWJT ] — 424
MeTUJInunepasruH-1-ui) beHn) - 4-TUOPOKCUNINIIEPUIMH— 1~
1, 5—ourunpo-4H-nimpaszoJo [ 3, 4- kapbokcuyuaT u 1-
d] mnpuvmaua-4-od, TOY coJb Me TUJIIUIIepasnH
[IpoMeXyTOYHOEe COeIMHEeHMe 2- TpeT-0yTuia-4- ( (1- (4-
1112. 5-((4- Opombenusr) ~4-oxkco-1, 4-
TUOPOKCUIUNIEPUANH-4— ouruapo-5H-nupasoso [ 3, 4-
mi1)MeTmJ) —1- (4- (4- d] nupyMUIOIMH=5—1J1) METWJI) — 424
MeTuInunepasmui-1-1i) beHn) — 4-TUOPOKCUNIUIIEPUONH- 1~
1, 5-nurunpo-4H-timpasoJo[3, 4- KapbokcuyuaT u 1-
d] mupuvmaua-4-od, TOY coJb MeTUJIINIIepa31H
[IpoOMeXyTOYHOEe COeIMHEeHMe 2- TpeT-0yTuiI-4- ( (1- (4-
411
1113. 5-((4- opombennsr) ~4-oxkco-1,4-
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TUIPOKCUNIUIIePUONH-4—
Wi1) MeTuJ) —1- (4-
MopbommuuobeHns) -1, S-ourunopo-

4H-minpasoJo [ 3, 4-d] IpUMIINH—

ourunpo-5S5H-nypasoso[3, 4-
d] nTUpUMHUANH-5-JI) METUJIT) —
A-TUIPOKCUNUIIEPUOANH-1~

KapOOKCUJIAT M MOPQOJIMH

4-0oH, TOY coJb

[IpoMexyTOUHOE COEeIMHEHUS 2-

1114. 5-((4-

TpeT-OyTma—4-( (1- (4-

Bpombenmit) —4-okco-1, 4-
TUOPOKCUTTUIIEPUONH- 4~
ourunpo-5S5H-nypasoso[3, 4-

ni)MeTui) —1- (4- (munepuanH-1- 409
d] nupUMUINH-5-1JI) MeTUJII) —
wi) benwi) -1, S-ouruapo-4H-
4-TUOPOKCUNIUITIEPUANH- 1~
nupas0Jio [ 3, 4-d] nupyvmomuH-4-—
KapboKCcuUJIaT U NUIEePUIVH
oH, TOY coJib
[IpoMexyTOYHOEe CcOoeIuHeHue 2-
TpeT-0yTmuia—4- ( (1- (4-
1115. 1-(4-(3-
opombenmnsr) ~4-oxco-1, 4-
asabuumkio [3.1.0] rexkcan—-3-
ourunpo-5SH-nupasoso[3, 4-
ni) benmir) —-5- ( (4-
d] IMPpUMUOVMH- 5—1J1) METUJIT) — 407

TUIPOKCUNINIIEPUINH- 4~
4-TyYOpOKCUNIMIIEepUOVH-1—
wuin)MeTwmi) -1, S-ouruapo-4H-
rapbokcuyiaT 3-
nnpaszoJio [ 3, 4-d] nupuMvmonH-4-
azsabunukio[3.1.0]rexcan
TOY coJib

oH,

IIpumep 20. N-[(2R)-2-bensun-3-[4-ruapokcu-4-({4-oxco-1-penmn-1H,4H,5H-mupazomno[3,4-d|mupumu-
JIAH-5-WJT} METHI ) TUTIEPUANH- | -1J1 -3 -0KCOTPOTTIII |TIPOTI-2 -HHAM U

O
Q OH 0 OH
’ OH
OH N 7
NG NN
7 N _Boc NN Cmadus 2 J
N N N _— N N
NTN N Cmadus 1 H @ @
o}
H NH 0O
TFA Boc NH;
TFA
Cramuss 1. Ttper-Bytun-N-[(2S)-2-6en3min-3-[4-ruapokcu-4-([4-okco-1-dennn-1H,4H,5SH-mmpa3zomno(3,4-

d]mpuMuIHH-5 -1 |MEeTH ) TATIEPUINH- | -1J1] -3 -0KcoTponiT |[kapoamar.

TutynpHOE cCOeIMHEHUE NOTYYalld COTJIacCHO METOUKE, ONUCAHHOM B puMepe 3, ¢ ucnojib3oBanuem TOY
coimu 5-[(4-runpoxcununepunui-4-mwn)merni]-1-ennn-1H,4H,5H-nupazono[3,4-dmupumuann-4-ona (0,20 T,
0,46 mmonbp) u (2R)-2-6eH3mi-3-[[(TpeT-0yTOKCH)KapOOHWIT |aMHHO [TPOITAHOBOW KHCJIOTHI B KAYECTBE HCXOJ-
HBIX BEIIECTB ¥ MOCJICAYIONICH OYUCTKH IPU OMOIIM KOJIOHOYHOU XpOMAaTorpaduu ¢ IIOUPOBAHUEM dTHIIAIIC-
Tarom/mieTposteitHbIM 3dupom (1:1 06./06.) (0,190 1, 57%) XKXMC: (M3P) m/z 587 [M+H].

Cramus 2. 5-([1-[(25S)-3-AMUHO-2-0eH3WITIPOTIAHOWIT | -4-THAPOKCUTTHUTICPUINH-4 -FJT |[MeTH )- | - e HMIT-
1H,4H,5H-tmupazomno[3,4-dmupumunna-4-on, TOVY conb.

TutynpHOE COSIWHEHWE IONTydald COTJIACHO METOIWKE, ONMMCAHHOW B MpHMEpe 2, ¢ WCIOIB30BaHUEM
TpeT-0yTun-N-[(2S)-2-6en3mi-3-[4-ruapokcu-4-([4-okco- 1 -dpenmn-1H,4H,SH-tupazomno[ 3,4-d [mupumuina-5-
W |MeTr ) e puanH- 1 -ui|-3-oxconpornwi Jkapbamara (0,190 T, 0,32 MMOITb) B KaueCTBE MCXOJHOTO BEIECTBA,
KOTOpOE HMCI0JIb30Bau 0e3 nanpHeimei ounctku. XKXMC: (MDOP) m/z 487 [M+H].

Tabnuma 11. I[TpomMexxyTouHbIE COCAMHCHUS HWKE OBLTA CHHTC3UPOBAHBI COTJIACHO METOIHMKAM, TpPHUBE-
JeHHbIM B pumepe 20.
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Ta6umma 11
MC
Hcrnons30BaHHEN (1sp,
I[IpoMexXy TOYHOe CoenuHeHue N:
npenueCcTBeHHNUK m/z)
[M+H]
[IpoMeXyTOYHOE CcOoeIOMHeHMue 2- 5-[(4- IMOPOKCUIMUIIEPUIONH—
487. (R)-5-((1-(2-aMmuHO-3- d-mi1) MeTuii] —1-denni—
beHMIIIPOnIAHOMIT) —4 - 1H, 4H, bH-nimpazoJyo[3, 4-
TUOPOKCUNIUIIEPUANH —4- d] nupuvmanH-4-oHa TOY 473
mi1) MeTui) —1-dbennna—1H- coyb U (R)-2- (TpeT-
nnpasoJio [ 3, 4-d] nupuMmuouu-—4 OYTOKCUKAPOOHWUIIAMMHO ) =3 -
(5H) —oH, TOY coJb beHMIIIPOIIaHOBAs KUCJIOTAa
[IpoMeXyTOUYHOE COeIMHeHue 2- 1-(4-dTopdenms) -5-[ (4-
934a. (R)-5-((1-(azeTnouH-2- TUIPOKCUIIUIIePUONH- 4~
rKapOoHwmy) —4- wi)MeTms] -1H, 4H, SH- 427
TMOPOKCUNUIIe PUANH- 4 -11JT) nnpaszoJio[3, 4-d] nupuMrouH—
mMeTui) —1- (4-pTopdbenny) -1H- 4-oHa TOY coJib
nupasoJio [ 3, 4-d] IMpuMMOMH— (IIpoMexyTOUYHOE COeIMHEeHne
4 (5H) -oH, TOY coJb 2-28) u l-TpeT-OyTHI-2-

okco-1-[3],3-okca3okaH—-"7-

Kap@OHOBaH KMciioTa

1-(4-dTopdennn) -5-[ (4-

[IpoMeXyTOYHOE COoeIMHeHMue 2- TUOPOKCUIIUIIE PUANH- 4 -
935a. 1-(4-dbropdenms)-5-((4- ni) meTmii] -1H, 4H, SH-
TMOPOKCHU—1— (IMIEePUINH-3— omupasoJ1o [ 3, 4—-d] nupuMmMaomuH-
KapBOoHWII) IUnepunmuH—4- 4-oHa TOY coJib 455
nui)MeTui) -1, 5-ourunpo-4H- (IIpoMexyTOUYHOE COeIMHEeHnEe
nupas3oJo [ 3, 4-d] nupuMuonH-4- 2-28) u 1-(rpeT-
oH, TdY coJb OYTOKCUKAPOOHWIT) IUIIEPUINH

-3-kapOoHOBaA KMCJIOTA

1-(4-dTopdenms) -5-[ (4-

IUIPOKCUNNIIEPUONH- 4~
[IpoMexXy TOYHOe COeIMHEeHue 2-

111. 1-(4-dropdbenns)-5-[ (4-

mi)MeTm] —-1H, 4H, SH-

nupasoJio [ 3, 4-d] IupuMrouH-
runpoxkcu—1-[[ (1lr,4r)-4-
4-oHa TIY coJib
AMMHOUMKJIIOTeKCHWII ] KapOOHMII | I 469
(IlpoMexyTOUHOEe COeIOMHEeHMUe
NnepuIVH-4-1J) MeTuI | —
2-28) u TpaHc-4-[ (TpeT-
1H, 4H, SH-ntupas3oJ0 [ 3, 4~
OYTOKCH) KapOOHWIT ] aMMHOLIUK
d] nupuMuanH-4-oH, TOY coJib
JiorekcaH-1-kapOboHoBasda

KHMCJIoTa

ITpumep 21. IlpoMexyTouHble coequHenus 2-28 u 2-29.

1-(4-®ropdennn)-5-((4-ruapoxcununepuant-4-mi)mern)- 1,5-nuruapo-4H-nupasono| 3,4-d [nupumuinn-
4-0H, conb TPUPTOPYKCYCHOH KHCIOTH (IIPOMEXKYTOYHOe coeanHeHne 2-28) wu  T1per-OyTrn-4-((1-(4-
dropdennn)-4-okco-1,4-muruapo-SH-mupazono[ 3,4-d |mupuMuIuH-5-MT)METHIT)-4-THIPOKCUITHITEPUANH- | -Kap-
OokcuiaT (MPOMEKYTOIHOE coeTnHeH e 2-29)
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CN %
7
F N N\/\/‘[ NG ] NH,
N Cmadus 1 N NH, Cmadus 2 N Cmadus 3
+ =N —_— —_— NH2 —_—
HNe ™ e ) @
H
F F
O O

OH
T o L3 D 1
@,: No e d Q ) NBoc Cmadusi5 Q NH-TFA
F F NpomexyTounoe coeaunenue 2-29 F NpomexyTounoe coenunenue 2-28

Cranus 1. 5-Amuno-1-(4-propdennn)-1H-nupazon-4-kapOoHUTPHIL.

2-(MetokcumernneH)manononutpuia (1,00 T, 8,19 mmons), (4-dpTophenni) ruapasuna ruapoxiopun (1,40
r, 8,61 MMoms), TpuaTHNamMuH (1,66 T, 16,4 Mmonb) 1 3Tanon (50 M) K00aBISITH B KPYTIOAOHHYIO KOJIOY BMe-
ctumocTthio 100 My, 060pyIOBaHHYIO MarHUTHON MENIAKOH M KOHIeHcaTopoM. [loimydeHHbIN pacTBOp Harpe-
BaJIM C OOpaTHBIM XOJIOAWIHHUKOM B TedeHHe 16 4. [lomydeHHyI0 cMech KOHIEHTPHPOBAIU TOJ BaKyyMOM.
OcaZoKk OYMIAIM TIPH TMOMOIIX KOJIOHOYHOW Xpomatorpaduu, >moupys auxiopmeraHom/meranosiom (10:1
00./06.), ¢ momyueHueMm S-amuHO-1-(4-propdenmn)-1H-mupazon-4-kapborntpmwra (1,00 r, 60%). KXMC:
(M9P) m/z 203 [M+H].

Cramus 2. 5-Amuno-1-(4-dTopdenwmn)- 1 H-mupaszon-4-kapbokcamu.

5-AmuHo-1-(4-propdpennn)-1H-nmpazon-4-kapdokcamun (cragus 1, 900 mr, 4,45 MMoib) 100aBIsLIM 1O
KaraM k ceproit kucnote (10 ) npu 0°C. IlonydeHHsI pacTBOp NepemennBany B Teuenue 2 4 npu 25°C. pH
pactBopa goBoauiIH 10 8§ nobasiaenueM kapoonara Hatpus (10% Boausii). ITomydeHHyI0 CMeCh SKCTparupoBain
nuxiiopMeraHoM (4x50 MIT) M OpraHUYecKre CJIOM OOBEIMHSIIN, BRICYIIMBAIN Haa O0€3BOTHBIM Cylb(aTrom Ha-
Tpusi, (GUILTPOBAIM W KOHLEHTPUPOBAIM IIOA BAaKyyMOM C TIOJydeHHEM S-amuHo-1-(4-dpropdenmn)-1H-
npason-4-kapOookcaMuia, KOTOpbIi uenonb3oBaiay Ha Cranuu 3 6e3 nanpHeitmelt ounctku. XKXMC: (M3P) m/z
221 [M+H].

Cramus 3. 1-(4-Oropdennn)-1,5-murunpo-4H-nupa3zoinol3,4-dmupumuana-4-0H.

5-Amuno-1-(4-pTopdenwmn)-1 H-mupazon-4-kapbokcamuy (ctaaus 2, 1,00 r, 4,54 MMOJb), TPUITHIOPTO-
dbopmuar (20 mi) u ykeycHbIH anTuApun (20 M) 100aBISUTH B KPYTIOMOHHYIO KOJIOY BMECTHMOCTBIO 100 M,
000pyIOBaHHYIO MarHUTHOM MEMAIKOW W KOHAeHcaTopoM. [TomydeHHbII pacTBOp HarpeBain ¢ OOpaTHBIM XO-
JIOAWIBHUKOM B T€4EHHE | U M 3aTeM KOHLECHTPHUPOBAIH MO BaKyyMOM. TBepable BELIeCTBA COOMPAIH M MPO-
MBbIBaJIM rekcanoM (3x20 mur) ¢ nonyuerueM 1-(4-dpropdennn)-1,5-murunpo-4H-nupazono[3,4-djnupumuaua-4-
OHa, KOTOPBIH HWCIOJB30BAIM Ha CleAyromeld cramuy 0e3 nmanpHewmed ouuctku. KXMC: (MOP) m/z 231
[M+H].

Cramus 4.  tper-byrun-4-((1-(4-dpropdenni)-4-oxco-1,4-qurunpo-SH-nmpazono[ 3,4-d Jnupumuaun-5-
WIT)METHIT)-4-TUIPOKCUITUTIEPUIHH- | -kKapOOKCHIIaT.

1-(4-®Propdennn)-1,5-qurunpo-4H-mpazono[ 3,4-djnrupumuaun-4-on (cragus 3, 1,00 r, 4,34 mMmonb),
TpeT-0yTHiI-1-0Kca-6-azacnpo[ 2,5 okraH-6-kapookcunar (926 mr, 4,34 MMonb), kapOonar uesns (4,30 r, 13,2
mmoinb) B JIM®PA (50 min) moGaBnsuin B KPYTJIOAOHHYIO KOOy BMecTHMOCThIO 100 Mi, 060pynoBaHHyIO Mar-
HUTHOU MEIAIKOH ¥ TepMoMeTpoM. [lomydeHHbIN pacTBOp mepememnBanu B Tederue 5 1 npu 80°C. [TomydeH-
HBII pacTBOp pazbasisum Bopoit (50 mir). CMecs skctparupoBait MTBE (5x20 mur), n opranuyeckue ciiou 00b-
€IMHSLUTH, BBICYIINBAIN HaJ O€3BOAHBIM CyNb(haToM HaTpHA, (GUIBTPOBAIN M KOHIIEHTPHUPOBAIN MO BAKyyMOM.
OcaZioK OYMIAIM TIPH TMOMOIIX KOJIOHOYHOW Xpomatorpaduu, >Ioupys auxiopmeraHoM/meranosioMm (50:1
00./00.), c TTOJTYICHUEM TpeT-0yTHi-4-((1-(4-dropdpenmn)-4-okco-1,4-nuruapo-SH-mmmpazomno|[ 3,4-
d]mupuMuInH-5-1T)MeTHN )-4-TUAPOKCUTTUIIEpUINH- | -kKapOokcniara (mpoMexkyTouHoe coenuHeHue 2-29, 500
MT, 26%). KXMC: (U9P) m/z 444 [M+H].

Cramus 5. 1-(4-Dropdenun)-5-((4-ruapoxcununepuansa-4-uia)mernn)-1,5-muruapo-4H-nmpaszonol3,4-
d]nmupumumH-4-0H, CONb TPUPTOPYKCYCHON KHCIOTHI.

per-Byrun-4-((1-(4-propdennn)-4-okco-1,4-nurnapo-5SH-nmupasono[3,4-dmupuMuanH-5-mn)meTin )-4-
THApOKCHNHIIepUAnH-1 -kapookcunar (cragus 4, 500 mr, 1,13 mmouns), muxmnopmeras (30 M) U TpUPTOpYyKCYyC-
HYIO KUCIOTY (3 MJI) Z00aBIsIM B KPYIVIONOHHYIO KOJOY BMECTUMOCTBIO 50 M, 000pyZ0BaHHYI0 MAarHUTHOH
MeIankoi u koHaeHcatopoM. [lomyueHHsIH pacTBop mepememmuBanu B TeueHue 2 4 npu 25°C. Ilomyuennyro
CMECh KOHIICHTPUPOBAIHM IIOJ BaKyyMOM C TodydeHHeM 1-(4-pTopdenmn)-5-((4-ruapokcununepunt-4-
nn)Merun)-1,5-nurunpo-4H-nmpazono|[3,4-d jmupumunua-4-oHa, oMM TPUDTOPYKCYCHOH KHUCIOTHI (IIPOMEXKY-
TOYHOE COeMHEeHHE 2-28), KOTOPYIO UCIOJIb30BaNu 0e3 nanpHeimeit ounctku. XKXMC: (UDP) m/z 344 [M+H].

Tabmmma 12. [IpoMexxyTodnble coemuHeHus B Ta0J. 12 ObLTH CHHTE3UPOBAHBI COTJIACHO METOIUKE, OIIH-
caHHOH B mpumepe 21. Bece mpoMexyTOUHbIE COEUHEHNMS, TIOyYSHHBIE TaK )K€, KaK MPOMEXYTOYHOE COEIIHE-
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HUe 2-28, ObUIH BhIIENCHBI B Buze conelt TOY, ecnu He ykazaHo mHOe. COTIaCHO OOIICH METOTUKE, ONTMCAHHON
HIDKE, OBLTH MOJTyYCHBI HEKOTOPBIE THAPA3UHEL.

NH2 HN=NH,

Re 77 Ripcl

B Tpexropiyro KpyrionoHHy0 K00y BMECTUMOCTBIO 250 Mi1, 000pyJOBaHHYI0 MarHMUTHOM MeEIIaIKol H
TEPMOMETPOM, 3aTrPy>Kal COOTBETCTBYIOIMINH aHWINH Wi aMuH (89,20 MMOITB), XJIOPUCTOBOJOPOIHYIO KHCIIO-
Ty (100 M1, 6H.) ¢ TOCIEAYIOMNUM MEIJICHHBIM J00aBJIeHHEM pacTBopa HuTputa HaTpus (107,25 Mmmons) B Boje
(20 M) pm mepememMBaHuU B TedeHrne 1 4 mpu temneparype ot -20 g0 -10°C. K peaknnoHHON cMecu MeJ-
neHHo nobasmnsutk pacTBop SnCl, (269,2 MMOITB) B XJIOPUCTOBOIOPOaHOM KucioTe (50 mut, 12 H.) 1 mpoaospKanu
nepeMenMBanue B TedeHue eme 1 4. Peaknmonnyro cmech Harpeanu o 23°C u pH noBoamnu 10 8 ¢ UCIOIb-
30BaHMEM THIpOKcHIa Kanus (6H.). TBepaple BemecTBa ynamsum myteM ¢uiabTpanui. O0beIMHEHHBIC OpTaHH-
YECKHE CIIOM BBICYIITUBAIN HaJ OC3BOJHBIM CYIb(PaToM HATpUs, GUIFTPOBAIN M KOHICHTPUPOBAIH MO BaKYy-
MOM C TIOJIy4CHHEM TpeOyeMOro TUApa3nuHa.
Tabinuma 12

MeTonuka,
MCIIONbByeMasi KXMC .
[IpoMexyTOUHOE COeIMHEeHUEe COIVIACHO VICIION B 30OBaHHEIA (12P)

Ne: TIOJIY YEHUIO npenueCTBEHHUK m/z
IIPOMEXY TOUYHOTI'O [M+H]

COeIVMHEeHUA

[IpoMeXyTOUHOe COeOUHEeHUE 4
2-a. 1-(4-6pombenni) -5~
SpomMbeHMII) TUID
( (4-rMOpoKCUNUIEPUONH- 4~ 404,
2-28 asuH, COJib
W) MeTun) -1, 5-ourunpo- 406
XJIOPMUCTOBOIOPO
4H-nimpaszoo [3, 4- .
IOHOM KMCJIOTH
d] nupuMunouE-4-0H

[IpoMeXyTOUHOE COeIMHEeHUEe

29-xa. TperT-OyTmi-4-((1- (4
(4-6pomMmbenns) —4-0oKCO—
BpoMbeHMIT) TUIP
1, 4-ourungpo-5H- 504,50
2-29 asMH, COJIb
nupaszoJo[3, 4- 6
XJIOPMUCTOBOOOPO
d] IUupUMUOUH-5-1J1) METWIT) — .
OHOM KMCJIOTEH
4-TUIPOKCUNIUIIEPUIMH- 1~

kapBokcuiaT

[IpoMexyTOUHOEe COeIMHEeHUe
2-16. 5-((4-
TUOPOKCUNUIIEPUONH- 4~
MJI) MeTMJI) —1— (II—TOoJInJI) — 2-28 340
1, 5-gurugpo-4H-
nupasoJio[3, 4-

d] nupuMmuanH-4-0H

[IpoMeXyTOUHOE COeIMHEeHUEe
2-18. 5-((4-
TUOPOKCUNIUIIEPUOUH- 4~
M) MeTu1) —1-beHus—-1, 5-
ournnpo-4H-nimpasogo [ 3, 4-

d] nupyMuouH-4-0H

[IpoMeXyTOUHOEe COeIMHeHUES
2-28 290
2-19. l-umkJjonponmi-5-
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( (4-TUOPOKCUNIUIIEPUOANH-4—
ni) MeTw) -1, 5-ourunpo-
AH-ninpaszoJo [ 3, 4-

d] nupuMmuInH-4-0H

IIpoMexXyTOYHOE COeImMHEHMEe
2-20. MeTumyi-3-(5-((4-
TUIPOKCUNIUIIEPUONH- 4~
M) MeTuJ1) —4-okco—-4, 5-

ourunpo-1H-nupasoJo [ 3, 4-

d] nupuvyanH-1-wmi1) OeHzo0aT

384

[IpoMexyTOYHOe COeIMHeHUe
2-30. 1-(3-0Bpombenmns)-5-
( (4-TUOPOKCUNINIIEPUONH-4—
ni) MeTny) -1, 5S-ourmunpo-
4H-ninpaszoJo [ 3, 4-

d] nupuMmuInH-4-0H

(3=
SpoMbeHNIT) THUOP
asuH, COJIb
XJIOPUCTOBOIOPO

OHOM KMUCJIOTH

[IpoMeXyTOUYHOE COeIOMHEHUE
30a TpeT-OyTma 4-[[1-(3-
BpoMbeHMIT) —4—0KCO—
1H, 4H, SH-nupas3oJyo[3, 4-
d] nMpUMMIOMH-5-WJI | Me THJI ] —
4-TUOPOKCUNUIIEPUIUH- 1~

xKapbokcuiar

(3-
OpoMbeHNIT) TUAP
asuH, COJib
XJIOPUCTOBOIOPO

IOHOM KMCJIOTH

504,
506

[IpoMexy TOYHOE COeIUHEeHUe
2-36. 5-((4-
TUOPOKCUNIUTIEPUINH- 4~
MIJT) MeTUJIT) —1—- (4-
beHorcubenms) -1, 5-

ourunpo-4H-nupaszojo [ 3, 4—

418
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d] nupuMuaonH—-4-0H

[IpOMeXyTOUYHOE COeIOMHEHME
2-28a. 1-(4- (TpeT-

Oy Tui) benmn) —-5- ( (4-
IMOPOKCUNIUIIEPVONH- 4~
ni) MeTus) -1, S-anuruapo-
4H-impaszoJyo[3, 4-

d] nupuMuaonH—-4-0H

382

[IpOMeXyTOUYHOE COeIMHEHME
2-28b. 5-((4-
TUOPOKCUNIUIIEPUONH- 4~
W) MeTuJ1) —1-mMesuTui-1, 5-
ouruapo-4H-nimpasogo[3, 4-

d] nuprMuovH-4-0H

[IpoMeXyTOYHOe COeIOUHEeHMUE
2-28c. 5-((4-
TUOPOKCUNUIEPUINH- 4~
Wi1) MeTwmi) —1- (4-
nzonponuadenms) -1, b-
onrmuapo-4H-nimpaszsoJo [3, 4-

d] nuprMuOvH—-4-0H

368

[IpoMeXyTOUHOE COeIMHEeHME
2-28d. 5-((4-
TUOPOKCUNINIePUINH- 4~
M) MeTnJ1) —1- (4-
(TpudTOopPMe TIIT) QeHWIT) —
1, 5-gurunpo-4H-
oupasoJo[3, 4-

d] nupuMuaonH—-4-0H

- 106 -




038204

[IpoMeXyTOUYHOE COeIMHEHUE
2-28f. 1l-uukJorexkcmi—5-
( (4-TUOPpOKCUIUIEPUONH-4—
WiI) MeTuJ1) -1, 5-aurmunpo-
4H-niMpaszoJyo[3, 4-

d] mupuMmunomuH-4-oH

332

[IpoMeXyTOUYHOE COeIMHEHUE
2-28g. 5-((4-
TUIOPOKCUNIMIIEPUONH- 4~
W) MeTnJT) —1 - (MMpUAnH-3-
ni) -1, 5-ournopo-4H-
nrpaszoJo[3, 4-

d] nupuMmuouH-4-0H

327

[IpoMeXyTOUHOEe COeIMHEeHUe
2-28h. 5-((4-
TUOPOKCUTIUIIEPUONH- 4~
mil) MeTmir) —1- (4-
(MeTMJIICYJIBQOHMIT) DEeHWIT) —
1, 5-ourunpo-4H-
nMpasoJio [ 3, 4-

d] nupuMmuomuH-4-oH

404

[IpoMeXyToOYHOEe COeIMHeHUe
2-28i. 5-((4-
TUOPOKCUNIUIIEPUONH- 4~
W) MeTui1) -1 - (IupuouH-4-
ni) -1, 5-aurngpo-4H-
nupasoJio [ 3, 4-

d] nupuMmuouH-4-0H

327

[IpoMeXyTOUHOE COeOUHEeHUe

394,
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2-2873. 1-(3,4-
muxsopbenmt) -5- ( (4-
TUOPOKCUINTIEPUINH- 4~

ni) MeTus) -1, 5-ourunpo-
4H-nimpaszoJyo[3, 4-

d] nupuMUanH-4-0H

396

[IpOMeXyTOYHOE COeIMHEHMe
2-28k. 5-((4-
TUOPOKCUIUIIEPUONH- 4~
M) MeTui) —1- (3-
(TpudTopMeTHIT) eHMIT) —
1, 5-aurnnpo-4H-
onpasoJyo[3, 4-

d] nupuMuOnH-4-0H

394

[IpOMeXyTOYHOEe COeIMHEeHMre
2-11%a. 1- (4-xJjopbeHus) -
5= ((4-THMIPOKCUNINIIEPUINH
d-pir) MeTn) -1, 5-ourunpo-
4H-nipas3oJo[3, 4-

d] nupuMmOnH-4-0H

[IpoMeXyTOYHOe COoeIUHEeHUne
2-94. 5-[(4-
TUOPOKCUNINIIEPUINH- 4~
wiI)MeTni] —1- (4-
MeTOokCcubenmir) —-1H, 4H, 5H-
nupasoJio[3, 4-

d] nupruMmuInmH-4-0H

[IpoMexyTOUHOE COeIMHEeHMne

926aa. 5-((4-

(3=

MeTOKCUOEHWIT) T
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I'MOPOKCUNIUIIEPUINH- 4~
W) MeTuJ) —1- (3-
MeTokcubeHmJI) —1H-
nupaszoJio[3, 4-

d] nupmvmanH-4 (5H) —oH,

TOY coJb

UOPasnH, COJb
XJIOPUCTOBOIOPO

IOHOM KMCJIOTH

[IpoMexyTOUHOE COeIOMHEeHMNe

2-93. 1-(3-0bpom-4- T'unpasnH
dTopdbenmsr) -5-( (4- oJiy4aJjm
TUIPOKCUTIUIIEPUIUH— 4~ 2-28 corJlacHO ofmen 422
i) MeTw) -1, 5-ourmunpo- MeTOoOUuKe,
4H-nimpasoJio [3, 4- ONMCAaHHOM BEHIIE
d] nupuMmInH-4-0H
[IpoMexy TOYHOe CoOeIMHeHNe
2-150. Tper-OyTHn 4-
runpokcu-4- ( [4-oxco-1-
[4- (TpudTOPME TIUIT) (4-
benmn] - 1H, 4H, SH- 2-29 (TpudTOopPMe TIIT) 494
nupasoJyio [ 3, 4- beHMIT) TMIPAa3UH
d] nupuMIaOnH-5-
MJI] MeTWI) Iunepunmua-1-
xapbokcuiaT
[IpoMexyTOUYHOEe COeIMHEeHNe
2-2¢c. TpeT-OyTHI-4-((1-
(4d-xmopbeHnr) —4-oKCco— 4-
1, 4-gurunpo-5H- 2-29 xJopbeHUNIrMIPa 460
nrpaszoyo [ 3, 4- 3UH

d] nTupUMUIVH= 5-1J1) METWIT) —

4-TUOPOKCUNIMIIEPUINH- 1~
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xKapOokcuiaT

[IpOMeXyTOYHOe COeIMHEHMEe
2-18laa. 5-((4-

TYOPOKCUNIUIIEPUINH- 4~

(2-

MeTorcUbeHWMI) T

W) MeTuJ1) —1- (2- 2-28 356
nopasyuHa
MeToKCcUbenms) -1, 5-
TUOPOXJIOPNI
ourunpo-4H-nupasoso[3, 4-
d] nnpuMmunuH-4-oH
[IpoMexyTOUHOe CcoeIMHeHUe
2-92b5aa. 1-(4-(4-xJjop-
1H-nupaszoy-1-wi) bennmi) -
d-xJjop-1-(4-
5-( (4- 426,
2-28 TUIpa3UHUIOeHN
TMOPOKCUNIUIIEpUONH- 4~ 428
J1) - 1H-nupas30J
M) MeTuJI) —1H-
nupasoJo[3, 4-
d] nupuvmaonu-4 (5H) -oH
(4=
(MeTUIITMO) beHn
JI) TUOPaSUHTUIP
[IpoMeXyTOYHOe COeIMHeHUe OXJIOPUI,
2-85%aa. 5-((4- TIOJIYYEeHHEIA
TUOPOKCUNIUIIepUONH-4~ COoTJIaCHO
W) MeTu) —-1- (4- 2-28 MeTOoIMKe, 371

(MmeTnaITHO) benmi) -1, 5-
ourunpo-4H-nupasogso [3, 4-

d] nupuMmanH-4-0H

VCIIOJIL 30BaHHOM

IOJIA IIOJIy4YeHUMA

TIPOMEXY TOUHOTO

coeIMHeHUd 2-—
28 ¢

VICIIOJIE 3OBaHMeM
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(4-
(MeTHITHO) eHU
JI) aHUJIMHa B
KauecTBe
MCXOOHOTO
BelecTRBa
[IpoMexyTOUYHOEe COeIMHEeHUe
2-815a. 5-((4-
3_
TUIPOKCUTIUIIEPUIUH—4 —
HUTPOOeHUITUID
M) MeTmi) —1- (3- 2-28 370
a3rHa
HUTpobeHmsr) - 1H-
TUIPOXJIOPUL
nupas3oJio[3, 4—
d] nupuMmmanH-4 (5H) —oH
[IpoMexyTOYHOEe COoeIMHeHue
2-817a. 5-((4-
4_
TUIPOKCUIIMIIepUIUH—4 -
HUTPOOEeHUITUIP
mi1) MeTnii) —1- (4- 2-28 370
asuHa
HuTpobenms) -1H-
TUIPOXJIOPUL
nupasoyo[3, 4-
d] mupumvmany-4 (5H) —oH
[IpoMexyTOUYHOEe COeIMHEeHMe
(4-Bpom-3-—
2-678a.1- (4-Bpom-3-
MEeTOKCUOEHWI) T
MeTokCubeHmJr) —5-[ (4-
UIpasuH, 434,
TVOPOKCUNINIIEPUAVH- 4 —11T) 2-28
TIOJIYUEHHEM U3 436
MeTus]-1H, 4H, 5H-
4-BpoM—3-—
nupasoyo[3, 4-
MeTOKCHaHWIIMHA
d] nupuMmIanH-4-0H
[IpOMeXyTOUHOE COeIOMHEeHNe (4-
2-28 353
2-533a. 1-(4-sTunbenw) - STUIOEHUIT) TUAP
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5-( (4-THMIPOKCUNINIIEPUINH—
4-py1) MeTnT) - 1H-niMpasoJio
[3,4-d] nupmvmanH-4 (5H) -

OH

asuHa
TUOPOXJIOPHUT,
IOJIYYEeHHH U3

4-3TUJIaHWUIIVHA

[IpoMeXyTOUHOE COeIOUHEeHUe

2-535a. 1-(4-

(4-
LMKJIONPOnMiIdeH

1) TUIpa3uHa

nukJonponmiaderHms) —5-[ (4-
TUOPOXJIOPUT,
TUIPOKCUNINIIepUIUH-4 - 2-28 365
IOJIYUEeHHH U3
mi1)MeTui] -1H, 4H, 5H-
4_
nupasoJio [ 3, 4-
LUMKJIOIPOINIIaHNU
d] nupuMmunomuH-4-oH
JIMHa
[IpoMeXyTOUHOE COeOMHEeHUe
2-32%a. 5-[ (4-
TUIPOKCUNINIIepUIUH-4 - 4-TUOpasuHUII-
i) MeTuii] —1- (1-MmeTmj—1H- 228 1-meTmi-1H- 329
nupasos-4-wmi) —-1H, 5H- nnpasoJl
nnpasoJio [ 3, 4-
d] nupuMmuouH-4-oH
poMeXyTOYHOe COeIUHEeHUE
2-331la. 1-(1-
LMKJIoONponui- 1H-nnupasos-
1 -UMKJIOIPOINII—
d-1m31) =5-( (4-
2-28 4-TUOpasuHNUII- 355
TUOPOKCUNIUIIEPUONH- 4~
l1H-nupasoJ
1) MeTwi1) -1, 5-ourunpo-
4H-nimpasoJo[3, 4-
d] nupuMmuouH-4-0oH
IpoMeXyTOUHOE COeaMHEeHUe 4-TUOpasMHNII-
2-28 391

2-330a. 5-((4-

1-benmn-1H-
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TUOPOKCUNINIEPUINH- 4~ omMpasoJl
mi1)MeTusn) -1- (1-benus-1H-
nupasona—-4-ui) -1, 5-
ourunpo-4H-nupasoso[3, 4-

d] nupyMunovHE-4-0H

[IpoMeXyTOYHOe COoeOUHEeHMe
2-320aa. 1-(3-6pom-4-

xJopbeHMI) -5- ( (4- (3-6pomM—4-
437,

439

TUOPOKCUNMIIEPUONH- 4~ 2-28 xJIopQeHMI) TUIP
wi) MeTns) -1, b-auruipo- asuH HC1
4H-nimpaszsoJyo[3, 4-

d] nupuMuaonH—-4-0H

[IpOMeXyTOYHOe COeIMHEeHUE
2-258ba. 1-(3-6pom-4-

dropdbenni) —-5-( (4- 3-0pom—-4-
422,

424

TUIPOKCUNIUIIePUIMH- 4~ 2-28 dTopdeHUIITHOPA
Wi) MeTus) -1, b-auruipo- 3uH HC1
4H-nimpaszsoJyo[3, 4-

d] nupuMuaonH—-4-0H

[IpOMEeXyTOUHOE COeIOMHEHMe
2-256. 1-(4-pTop-3-

MeToKCcubeHMII) —5- ( (4- 3-mMeToKCU-4-

w
~J
w

TUIPOKCUNINIIePUINH-4 - 2-28 dTopdeHUIITMIOPA
W) MeTuJ) -1, S-aurunpo- 3uH HC1
4H-nimpasoJo[3, 4-

d] nupuMmuayH-4-0H

[IpoMeXyTOUHOE COeIMHEeHUEe 2-dTop-5-
2-252A. 1-(6- 2-28 TUIOPa3UHUIIINPU 344
dropnmMpMOMHE—-3-1J) —5— ( (4- ouH HC1

TUOPOKCUTNINIIEPUIONH- 4~
W) MeTus) -1, b—ourunopo-
4H-nimpas3oJo[3, 4~

d] nupuMuOouH-4-0H

Ipumep 22. IIpomexyrouHoe coemuHeHue 2-922a. 1-[3-(3-Drop-1H-mmpason-1-mwn)penwmn]-5-[(4-
rugpoxcununepuani-4-mn)mernin]-1H,4H,5SH-mmpazono[ 3,4-d Jrupumunun-4-on, TOVY conb
O

= OH
o NH N

N S0 e

2 N F N = N.

N, | 4J N Cmadus 1 N B Cmadusg 2

N N “Boc ———M8M8m™ T,

Ce!
Br [::]’ =N

B
e

CTazu/m 1. Tper-Bytnn-4-([1-[3-(3-¢Top-1H-nupazon-1-um)denmn]-4-okco-1H,4H,5SH-nnpazosno[ 3,4-d Jin-
PUMHAANH-5-WIT|METHIT)-4-THAPOKCUITUTIIEPHUIUH- | -KapOOKCHIIaT.
B Tpexropiyro KpyriomnoHHyo Koi0y BMecTUMOCTBIO S50 Mil, 000pyZIOBaHHYIO OAIJIOHOM C a30TOM, Mar-
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HUTHOM MeIIalKoli, KOHJCHCATOPOM M TEPMOMETPOM, 3arpyxainu TpeT-0yTui-4-[[1-(3-6pomdpenni)-4-okco-
1H,4H,5H-nmpazosno|3,4-dJmupumuus-5-uin | MeTni|-4-ruipoKcuunepuanH- 1 -kapOokcunar  (IpoMexXyToYHOE
coenunenue 30a, 294 mr, 0,58 mmons), 1,4-nuokcan (10 mu), 3-¢pTop-1H-mupazon (100 mr, 1,16 mmoms), Cul
(5,7 mr, 0,03 mmods), kapOoHaT kamus (248 mr, 1,79 mmoins) u (1R,2R)-niuknorekcan-1,2-nuamun (17 mr, 0,15
MMoutb). [lomyduerHyio cMech nepememnrBany B Teuenne 16 14 mpu 100°C B atMocdepe azota. [Tocne oxmaxnme-
Hus 110 25°C peakunoHHYyI0 cMech racuiu Bojoi (10 mi). IIponykt skctparupoBanyu strnaneratoM (3x20 mi).
OO0beMHEHHBIE OPTAHUYECKUE CIIOW BBICYIIMBAIM HaJ O€3BOJHBIM Cyib(aromM HATpus, QUIBTPOBAIH W KOH-
HEHTPUPOBATH NOA BakyyMoM. OcaJoK OUMINAIH MpPU IOMOINM KOJOHOYHOH XpomaTorpaduu, >I0Hpys Au-
xyjopMmeranom/atrnaneratoM (5:1-2:1, 00./00.), ¢ momydenuem TtpeT-0yTun-4-([1-[3-(3-prop-1H-mmpazosn-1-
nn)ennn-4-okco-1H,4H,5H-mupazono|[ 3,4-d jnupumuaua-5-ui |Me T ) -4 -TU AP OKCUTTUTIE pU U H- | -kapOokcra-
ta (100 mr, 34%). XKXMC: (ES) m/z 510 [M+H].

Cramus 2. 1-[3-(3-Drop-1H-nmpazon-1-mwr)pennn]-5-[(4-runpoxcununepunun-4-mn)merwi|-1H,4H,5H-
npasono|3,4-djmupumunnn-4-on, TOY cois.

TurynapHOE COeMHEHHE MOJydYalld COTJIAaCHO METOJIMKE, ONHMCAaHHOW B NpHUMepe 2, ¢ HCHOJIb30BaHUEM
tper-0yTni-4-([1-[3-(3-prop-1H-nupazomn-1-un)pennn]-4-oxco-1H,4H,SH-nmupazono[ 3,4-dmupumuana-5-
wiMeTnn)-4-ruipokcununepuana- 1 -kapookcmnara (cragus 1, 100 mr, 0,20 MMOJIB) B KaueCTBE UCXOTHOTO Be-
mectsa (110 mr, > 95%). XKXMC: (ES) m/z 410 [M+H].

ITpoMexyTOUHOE COEAMHEHUE HIDKE CHHTE3MPOBAIM COTJIACHO OOLIeH METOAMKE, OIMCAHHOH BBIIIC B
npumepe 22.

Tabmmma 13
XXMC:
[IpoMeXyTOUHOE COeIMHEeHUE VCIIONBL 30BaHHEDL (1sp,
Ne: IpemuecTBeHHUK m/z)
[M+H]*
[IpoMexyTOUHOE coeIMHeHue | [IpoMexyToduHOEe COeIMHeHue 29-
923a. 5-((4- xa TpeT-OyTuin—-4-((1-(4-
TUIPOKCUIUIIepUIUH- 4~ tpombenus) —4-oxkco-1, 4-
W) MeTuJ1) —1- (4- (4- nurunopo—-5S5H-nmpasoJgio [ 3, 4-
(TpudTopMeTT) - 1H- d] nupyuMuOnH-5-1J1) MeTnJ1) -4 - o7
nupaszos-1-wi) dernni) -1, 5- TMOPOKCUNIMIIEPUONH-1 -
ourugpo-4H-nupasoso[3, 4- rkapBokcuyuarT u 4-
d] nupuMvmonH-4-0H (TpndTopMmeTnT) - 1H-ntMpason

IIpumep 23. [Ipomexyrounoe coenuuenue 926a. 5-((4-I'mapokcu-1-(1-MeTHIIMKIONIPOTIaHKAPOOHWIT) TTH-
nepuanH-4-mn)metin)- 1 -(3-runpokcudenn)- 1 H-nmupazono| 3,4-d jmupumunua-4(5SH)-on

0 OH i OH
0 HO

/

B Tpexropiyio KpyriioloHHYIO0 KOJOYy BMECTUMOCTHIO 50 M1, 000pyI0BaHHYIO OAJNTOHOM C a30TOM, Mar-
HUTHOW MeEIaJKOM W TepMOMETpOM, 3arpykamu S-([4-ruapoxcu-1-[(1-MeTHIIKIONPOITHI)KapOOHNII |ITHITe-
puauH-4-un | metnn)-1-(3-metokcudennn)-1H,4H,SH-mupazono[ 3,4-d [nmupumunna-4-oH (TIOTyIeHHBIH COTIIACHO
METOJIMKE, ONHCAHHOH B TmpuMepe 6, C HCIOIb30BaHUEM S-[(4-ruapokcununepuanH-4-un)merun]-1-(3-
metokcudenmn)-1H,4H,5H-tupazono[ 3,4-dJmupumMuana-4-oHa, TPOMEXKYTOYHOTO coeauHeHuss 926aa, u 1-
METWIIHKIIONponan-1 -kapOoHoBo#H kuciaoTel) (800 mr, 1,74 MMmonb) u muxiaopmetana (5 mu). K peaknmonnoi
CMECH I10 KaruisiM J100aBIUIH TpeXOpOMHUCTHIA Oop B auxiopmerane (8,69 mi, 8,69 Mmonbs, 1M) npu nepeme-
mmBanuy npu -50°C. Ilocne nobaBiieHHs MOY4YEHHBIH pacTBOp NepeMernBaiy B TeueHue 16 4 npu 25°C. Pe-
aKIMOHHYIO0 cMech racuim Boaor (20 mm). IIpoaykt skcTparupoBanu quxiopMmeraHoM (3x30 M), u opraHude-
CKHE CIIOW OOBEIMHSIIHN, BEICYIINBAIN HAll OC3BOIHBIM CYIIb()aTOM HATPHS U KOHIICHTPUPOBAIH IO BAKYYMOM C
noixydeaneM 5-([4-runpoxcu-1-[(1-MeTHIIHKIOnpoIiT)KapOoHWI JinnepuuH-4-uia | metnn)- 1 -(3-runpoxcude-
uun)-1H,4H,5H-mupazouno| 3,4-d Jnupumuana-4-0Ha B BUAE CBETIIO-XKEIITOrO TBEpOTro BemiecTra (620 mr, 84%).
KXMC: (UDP) m/z 424[M+H].

IIpumep 24. TIpomexyrounoe coemunenue 2-33. 1-(3-(I'mapoxcumerin)dennn)-5-((4-ruapoKCHUITHITe-
puauH-4-un)metnn)-1,5-muruapo-4H-nmpazono[ 3,4-d Jmupumuaua-4-0H, cOb TPUPTOPYKCYCHON KUCTOTHI
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o} O

N 7 | NH NH
N N, 7 NH
N” Cmadu,q 1 N N Cmaduﬁ 2 ) Cmadusa 3 NG| A Cmadusa 4
:{ _ - j T e N N P
=0 \—OH
/:HLJ NBoc Cmadus 5 :HLJ NH TFA
\—OH —~OH

1-(M-Tomun)-1,5-murunpo-4H-mupazono| 3,4-d Jmupumu guH-4-0H.

TutynpHOE COeIMHEHUE MOIYyYald COTJacHO METOJUKE, ONUCaHHOW B mpumepe 21, cragus 1-ctanus 3, ¢
UCTIOJIb30BaHueM (3-MeTmineHUI)ruapasiHa XJIOpPUCTOTO BOIOPO/a B KauecTBe MCXoqHoro Bemectsa (7,27 T,
64%). KXMC: (U5P) m/z 227 [M+H].

Cramus 1. 1-(3-(Audpommernn)ennn)-1,5-guruapo-4H-tupazono| 3,4-d | mupumMu uH-4-0H.

1-(M-Tomun)-1,5-muruapo-4H-mupazomno| 3,4-d[mupumunna-4-o (500 Mr, 2,21 MMOJIB), OEH30MITIEPOKCH]T
(268 wmr, 1,05 mmomb), N-OpoMcykimaumua (473 mr, 2,66 MMOJIb) U 9€THIPEXXJIOPUCTHIN yriepon (50 mi) mo-
0aBysITA B KPYTIIONOHHYIO KOJIOY BMecTHMOCThIO 100 My, 000pyI0OBaHHYIO a30TOMOABOMAIICH TPYyOKOH, mMar-
HUTHOU MEIIAJIKON 1 KoHAeHcaTopoM. [lomydeHHbIl pacTBop nepemMermmBaiy B Tederne 16 1 mpu 100°C. Tlomy-
YEeHHYI0 CMECh KOHIICHTPUPOBAIH O]l BAKYyMOM ¢ ToirydeHueM 1-(3-(mubpommeTtiun)denmn)-1,5-muruapo-4H-
npasono|3,4-d|nupumunuH-4-0Ha, KOTOPBIH MCHONIB30BaIM Ha CIEAYIOIISH cTaanu 0e3 JalbHEeHIIeH OYNCTKY.
KXMC: (UDP) m/z 383, 385, 387 [M+H].

Cranus 2. 3-(4-Oxkco-4,5-gurunpo-1H-nupazono[3,4-d mupumuaus- 1 -nn)0eH3ab AT i T,

1-(3-(Judpommernn)penmn)- 1,5-nurunpo-4H-nupasono| 3,4-d jmupumunua-4-on (cragus 1, 800 mr, 2,08
MMoIb), kapoonaT kaibiust (10,0 1), 1,4-muokcan (50 mia) u Bogy (50 mir) 100aBisiiIM B KPYIIIOAOHHYIO KOJIOY
BMECTHUMOCTBIO 250 M1, 000pyIOBaHHYIO a30TOMOABOAAIIEH TPyOKOW, MarHUTHOM MEIIAJKOW M KOHJIEHCATO-
pom. [lomy4deHHBIH pacTBOp HArpeBajy J0 KAMCHHUS B TedeHHe 2 4. TBepasie BemecTBa (GMIBTPOBAIH U (DIIIBT-
paT KOHIICHTPUPOBAIH IO, BAKYYMOM C TloiydeHueM 3-(4-okco-4,5-muruapo-1H-mmpazono[3,4-dnmupumuama-
1-nn)0eH3anpaeruaa, KOTOPBI WCIONB30BAIM Ha CIEAyIONIeW cramuu 0e3 mampHeimeld ounmctku. KXMC:
(U2P) m/z 241 [M+H].

Cramus 3. 1-(3-(T'uapoxkcumernn)enmn)-1,5-quruapo-4H-nmupazono[3,4-d mupumMuauH-4-0H.

3-(4-Okco-4,5-nurunpo-1H-mupazono[3,4-d |mupumuaus- 1 -mwn)oenzanpaerun (ctamus 2, 500 wmr, 2,08
MMoJIb), MeTtaHod (30 mi) u Goporuapun Hatpus (70 mr, 1,85 mmonb, 0,89 3kB.) 100ABISITH B KPYTIIOIOHHYIO
Kon0y BMecTIMOCThIO 100 MII, 000pYIOBaHHYIO a30TONOABOSIICH TPyOKOH, MarHUTHOIM MeIaaKoid U KOHJCH-
caropoM. [lomydeHHBIH pacTBOp IepeMeNnBaiy B T€UeHHE 2 4 P KOMHATHOW TeMIlepaType W 3aTeM KOHIICH-
TPHUPOBAIH MO BaKyyMoM. OcaoK OYHIIAIK MpH MoMOoIIy npernapatuBHoi TCX ¢ IMXI0pMETaHOM/METaHOIOM
(5:1 06./06.) ¢ nomyyennem 1-(3-(ruppoxcumerwin)denmn)-1,5-murunpo-4H-nupazono|3,4-djnupumunun-4-oHa
(120 mr, 24%). XKXMC: (UDP) m/z 243 [M+H].

Cramus 4. tper-byrun-4-runpokcn-4-((1-(3-(ruapoxcumermn)hennin)-4-okco-1,4-qurnapo-5SH-mupazo-
110[ 3,4-d|mupuMHTAH-5 -WT)METHIT ) TUTIEPU TN H- | -KapOOKCHIIaT.

TutyneHOE COeNMHEHNE TTOTyYalli COTJIACHO METOJMKE, OIICaHHON B mpuMepe 21, cragus 4, ¢ MCIOIB30-
BaHueM 1-(3-(ruapoxcumetiun)dennn)-1,5-muruapo-4H-mupazono[3,4-djmupumuann-4-ona (ctanus 3, 300 wmr,
1,24 MMOITb) B Ka4eCTBE MCXOJIHOTO BEIIECTBA, KOTOPOE 3aTeM OYHINAIH MpHU oMoy npemapatuBHoi TCX ¢
nquxiopMeranom/mMetanonoM (20:1 06./06.) (80 mr, 14%). XKXMC: (UDP) m/z 456 [M+H].

Cramus 5. 1-(3-(I'mapoxcumernin)pennn)-5-((4-ruapokcununepuua-4-un)metn)- 1, 5-quruapo-4H-nmpa-
30110( 3,4-dJmupumMuIUH-4-0H, COIb TPUPTOPYKCYCHOI KHUCIIOTHI.

TurynapHOE COeMHEHNE TIOTydYallil COTJIaCHO METOJIMKE, ONMCaHHOM B puMepe 21, craaus 4, ¢ MCIoiIb30-
BaHUEM tper-byrnin-4-runpokcu-4-((1-(3-(runpoxcumerni)pennn)-4-oxco-1,4-nurunpo-SH-mmpazomno[ 3,4-
d]mupuMuAnH-5-1T)MeTHI ) TUITEpUINH- | -kapOOKcHiIaTa B KayecTBE MCXOAHOTO BemiectBa (ctamus 4, 80 wr,
0,18 MMoIIB), U HcTIONB30BaNK Oe3 manpHeimen ouncTku. JKXMC: (MDOP) m/z 356 [M+H].

IIpumep 25. IIpomexyrounoe coeaunenue 925a. 4-Xmnop-1-(4-ruapazuamndennn)- 1 H-mupaszoin, coms HCI
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Cranus 1. 4-Xnop-1-(4-aurpodenmn)-1H-nupazour.

B Tpexropnyio KpyriioJOHHYIO KOJIOYy BMECTUMOCTBIO 250 Mil, 000pyIOBaHHYIO MarHMUTHOM MeIIalIKoH,
KOHJICHCATOPOM M TEpMOMETPOM, 3arpyxain 4-xiop-1H-mupazon (3 r, 29 mmoins), N,N-mumetundopmamuz (80
M), 1-dpTop-4-auTpodenson (4 r, 28,4 Mmmoib) u kapOonart me3us (27,8 r, 85,3 mmoins). [TomyueHHy0 cMecCh
nepememuBain B tedenue 1 9 mpu 110°C. Tlocne oxmaxkaenus 10 23°C peakIMOHHYIO CMECh TaCHIM BOJOH
(150 mm). Trepmpie BemecTBa codupa myTeM (UIBTPAIIUH, TPOMBIBAIH BOAON (50 MIT) U BBICYIIIMBAIIN B CY-
MIIEHOM TKady ¢ moiydeHueM 4-xiop-1-(4-aurpodennn)-1H-mupazona B BHIE CBETIO-XKEITOTO TBEPIOTO
BerecTna (6,2 T, 96%). XKXMC: (UDP) m/z 224, 226 [M+H].

Cranus 2. 4-(4-Xnop-1H-nupazosn-1-nin)6eH301aMuH.

B tpexropnyio KpyrionoHHy0 Koyu0y BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHUTHOM MEIIalIKOH,
KOHJICHCATOPOM M TEPMOMETpPOM, 3arpyxamu 4-xjop-1-(4-aurpodenun)-1H-mmpazon (cramgms 1, 3 r, 13,4
MMoJIb), 3Tanoin (10 mi), Boxy (10 mm), xeneso (2,5 r, 44,8 mmons), xnopua ammonus (2,1 r, 39,3 MMmons) u
tetparuapodypan (10 mi). [Homyuennyro cMech nepemermBaiu B TeueHue 1 1 mpu 80°C. Ilocne oxmaxkacHus
10 23°C TBepble BEIIECTBA YAASIIM ITyTeM (GUIbTpanud U QuiIbTpaT KOHIEHTPUPOBAIHM 1o BakyyMoM. Oca-
JOK pazbasisuii Bomoit (100 miT) M HONydeHHYI0 cMech dKcTparupoBaiy stuianeratoM (3x100 mi). O6benn-
HEHHBIC OPTaHUIECKUE CIIOU TTPOMBIBAIN COJIEBBIM pacTBopoM (100 mir), BeICYIIMBaIX HaJ OE3BOJIHBIM Cylb(ha-
TOM HaTpus, GUIBTPOBAIH M KOHIEHTPHPOBAIH TOJ BAKyyMOM C ToiydeHHeM 4-xiop-1-(4-autpodennn)-1H-
MHpa3oJia B BUJE CBETIO-KENTOT0 TBepaoro BemecTra (2,0 T, 77%). XKXMC: (U3P) m/z 194, 196 [M+H].

Cramus 3. 4-Xnop-1-(4-runpasunmindennn)- 1 H-mupazosn, coilb XJITIOPUCTOBOJOPOTHON KUCIOTHI.

B Tpexropiyio KpyriaogoHHY K00y BMecTHMOCThI0 100 M, 060pyIOBaHHYIO MAarHUTHOW MEMIAIKOW U
TepMOMETpoM, 3arpyxanu 4-(4-xiop-1H-nmupazon-1-wn)aawmmn (cragus 2, 2,0 T, 10,33 MMOJIB), XJIOPUCTOBOIO-
poanyro kucioty (121., 20 M) u atanon (10 mi). [Tonyuennsiit pacTBop oxnaxaanu 10 -20°C u 3aTeM 1o Kar-
M nobasisimun HuTput Hatpus (1,06 T, 15,4 mmoms) B Boge (5 mu) mpu nepememmBanuu mpu -20°C. Tlocie
nepeMermBanusi cMecu B Tedenue 0,5 4 mpu -10°C, mo nopumsim pobasisun xnopun onosa(ll) (4,6 r, 20,4
mmonb) nipu -10°C. TlorydenHsIit pacTBOp 3aTeM nepemMermBany B Teuenue eme 0,5 1 npu -10°C. Tepasie Be-
IIeCTBa cOOMpaIy MyTeM (UILTPALMH U BHICYIIUBAIH B CYIIMIEHOM Ikady c noiaydeHrneM HCl comm 4-xiop-1-
(4-ruppasunmndenmn)- 1 H-mupazona (800 mr, HeounmenHsi, 32%). XKXMC: (MDP) m/z 209, 211 [M+H].

[TpomexxyTounble coequHEHHs B Ta0d. 14 OBITM MOTYYEHBI COTIACHO METOIUKaM, 0003HAYCHHBIM B TIPH-
Mmepe 25.

Tabmuma 14
HcCronb3OBaHHEI KXMC :
npenuecTBeHHUK (1P,

[lpoMexyToOUHOE coeIMHeHue Ne:
(Cragmua 2 u Cramusa 3 m/z)

CHHTe3a) [M+H]*

[IpoMexyTOuHOe coemuHeHme 2-1329.
l-MeTnna-4-uurpo-1H-
4-ruppas3muHnI-1-MeTwii- l1H-ninpaso, 113
nmupasoJl
cosip HC1

[poMexyTOUYHOE coenuHeHMe 2-330a
l1-denmn-4-uuTpo-1H-
d-runpas3uHui-1-bedun-1H-nupasoiu, 175
IMpasoJ
cosip HC1

IpoMexyTouHOe coemmHeHMe 2-33la.
1-nMKJIONpOINII-4 -
l-umkjonponuia-4-ruipas3muuania-1H- 139
HUTpo-1H-nupasona
oMpasoJ, coJyib HC1

[Mpumep 26. INpomexyrounoe coeauHenue 2-35. 4-(1,1,1-Tpudrop-2-ruapokcunponan-2-mr)doeH3oHHas
KUCIIOTa
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MpomexyTouHoe coeanHenne 2-35

Cranus 1. Metun-4-(1,1,1-tpudrop-2-ruapokcunponan-2-mi)0eH30arT.

Merun-4-anermnoensoar (1,00 r, 5,61 MmMons), Terparuapodypan (50 mi), pTopua TeTpadyTHIAMMOHUS
(1,0M B Terparuapocdypane, 33 mi) u rpumetwi(Tpudropmeri)cunan (2,40 r, 16,9 MMonb) 100aBIIsUIN B KPyT-
J0m0HHYIO K00y BMecTrMOcThio 250 Mut ipu 0°C. [TomydeHHBIH pacTBOp nepeMeIInBai B TeueHue 16 4 npu
KOMHaTHOU Temriepatype. JJo6apmsmu coseBoit pactBop (10 Mi1) 1 cMech SKCTparupoBain dtuinaneratoM (3x20
wut). OpraHn4ecKue CiIou 0ObEeIUHSIIN, BBICYIINBAIN HaJl 0€3BOIHBIM CYJIb()aToM HaTpHs, GUILTPOBAIN U KOH-
HEHTPUPOBAIH MOJ BakyyMoM. Oca/loK OYHMIAIN NPH MOMOIIM KOJOHOYHOW XpoMmarorpadud, >II0UpYs 3THII-
areTarom/meTposieHbM ddupom (15:85 06./00.), ¢ monyuernem metun-4-(1,1,1-tpudTop-2-ruIpoKCUITPOTIaH-
2-num)6enzoara (850 mr, 53%). KKXMC: (MOP) m/z 249 [M+H].

Cramus 2. 4-(1,1,1-Tpudrop-2-ruapokcunponaH-2-mi)0eH30iHAs KHCIIOTA.

Metun-4-(1,1,1-tpudrop-2-ruapokxcunponan-2-mwr)oensoar (craaus 1, 450 mr, 1,81 Mmous), meranon (30
MJI), THAPOKCUI JTUTHs (228 Mmr, 5,43 MMoub) 1 Boay (10 M) mo0GaBisik B KPYTJIOAOHHYIO KOJIOY BMECTHMO-
ctbto 100 mn. [TomydeHHsIN pacTBOp mepeMemmuBany B TedeHue 2 4 npu 60°C u 3aTeM KOHIEHTPUPOBAIH MOJ
BaKkyyMoM. 3HaueHue pH pactBopa moBoxwim g0 4 mpu oMoy xsoprucroro Bogoposa (1,0M Boamsrii). 3atem
PacTBOp DKCTPArUpOBaIl AUXJIOpMEeTaHOM (3x10 M) W OpraHWYecKue CIIOM OOBEeIUHSIIN, BBHICYIINBATU HaJl
0€3BOIHBIM CyNIb(GAaTOM HaTpus, (UIBTPOBAJIM W KOHLEHTPUPOBAIM IOJ BakyymMoM c momydenuem 4-(1,1,1-
TpUPTOP-2-THIPOKCHUIIPOTIAH-2-MIT)OCH30HHOM KHCIIOTHI (IPOMEKYTOYHOE COeANHEHUE 2-35), KOTOPYIO HCIOJIb-
3oBany Oe3 nanbHeimei ounctku. JKXMC: (MOP) m/z 233 [M-H].

[Mpumep 27. Ilpomexyrounoe coequnenne 2-36. Gennn(1-okca-6-azacnupo [2,5]okTaH-6-mI)MEeTaHOH

O O
o —— yd
o o)
MpomexyTouHoe coeanHeHnne 2-36

Vomun tpumeruncymbdokconns (11,2 T, 51,0 mmons), mumermicyibdokeun (15 M) U HAPHA HATpHS
(60% B MuHEepansHOM Macie, 157 mr, 6,54 MMoJIb) 100aBISIIM B KPYIJIOAOHHYIO KOJI0Y BMECTHMOCTBIO 50 mu,
000pyIOBaHHYIO0 MarHUTHOW Mentaikoi. [lonyueHnyro cmeck nepemennBaiyu B TeueHue 30 MUH IpU KOMHAT-
HOH Temneparype. Job6asmsum 1-6enzomnunepuaun-4-on (500 mr, 2,18 MMOIB) U ITOTy4YEHHBIH pacTBOp mepe-
MEIIMBAIN TIPH KOMHATHOM TeMIeparype B TeueHue 4 4. PeakimoHHyr0 cMech racmim go0aBineHueM Bogbl (30
MJI) ¥ 3KCTparupoBaiu auxiopmeTanoM (3x30 mur). OpraHuvecKkue CIOW OOBEAWHSIIN, BBICYITHBAIHA HaIl 0€3-
BOJHBIM CYJIb(aTOM HaTpHsl, GUILTPOBAIN U KOHIICHTPUPOBAIH NOA BaKkyyMoM. Oca oK OUYMIATIH P TOMOIIH
KOJIOHOYHOHW Xpomarorpaguu ¢ HCIOJIb30BaHWEM OJTWianerara ¢ noiydenueMm ¢enni(l-okca-6-azacmu-
po[2,5]okTaH-6-mm)MeTaHOHa (TpoMexyTodHoe coeamHerme 2-36, 2,00 1, 54%). XKXKXMC: (UDOP) m/z 218
[M+H].

[IpomexxyTouHbIE COeMMHEHHUs B Ta0d. 15 moydanw COTJIACHO METOIMKE, CXOJHOW C ONMUCAaHHOW B TIPH-
Mmepe 27.

Tabauna 15
KXMC :
JcroNnbB30BaHHbM (13P)
[IpoMeXyTOUHOEe CoeIuHeHMue N:
IIpe e CTBEHHUK m/z
[M+H]
IpoMexyToOYHOEe coemuHeHMe 2-46. 1 (4-

(4-0Topdenmn) (1-okca—6— dTOpOEeH30MI) NUIIePUT, 236
azacnmpo [2, 5]okTaH-6-1JI) METAaHOH MH-4-0H
IpoMexyTOYHOE coeIguHeHMe 2-619a. 1-
6-LMKJIOTNIPOIlaHKapBoHMII-1-0oKCca—6— (UMKJIONPOINIaHKapOOHN 181

aszsacnupo[2, 5]oxTan JI) INNepUINH-4-0H

IIpumep 28. TlpomexyrtouHoe coemuuenue 2-40. 3-(3-((1-(4-DrTopOenH30mn)-4-ruapOoKCUTTATIEPHINH-4-
nn)MeTnn)-4-okco-3,4-quruapo-7H-muppono| 2,3 -d mupuMuinH-7-11) 0e H30HA TP
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3-(4-Oxkco-3,4-murunpo-7H-uppoino[2,3-d jmupumuaua-7-un)0eH30HUTpUA  (TIOMyYEeHHBIH W3 MMHPPO-
n0[2,3-d|mupumunuHa u 3-nmanopeHmI00poHoBoit kucioTel) (180 mr, 0,76 MMons), (4-propdennn)(1-okca-6-
aszacnupo[2,5]okTaH-6-ua)MeTaHoH (MPOMeXyTouHoe coeanHenne 2-46, 180 mr, 0,77 MMoIb), KapOOHAT TIE3HUs
(745 mr, 2,29 mmonb) u JIM®DA (10 mit) 106aBiIsud B KPYTIOJOHHYIO KOJIOY BMecTHMOCTRI0 100 Mit, 06opymo-
BaHHYI0 MAarHUTHOW MEIIaJKoOd W KoHJAeHcaTopoM. [loiydeHHBIH pacTBOp NepeMenmuBaiu B TedueHue 90 MuH
npu 80°C u 3atem racuim nob6asneHueM Boasl (30 mur). TlomydeHHBIH pacTBOP IKCTPArupOBAIN ITHIAIETATOM
(4x40 M) 1 opraHUYecKHe CJION OOBEAMHSIIN, BEICYITUBAIH Hall 0€3BOTHBIM CYIb()ATOM HATPHs, GUIBTPOBAITH
Y KOHIICHTPUPOBAJH O]l TOHWKCHHBIM JIaBJICHUEM C MOJYUYCHHUEM THUTYIHHOTO COCAWHCHHS, KOTOPOE HCIONb-
3o0Bas Oe3 nanbHeimei ounctku. JKXMC: (MOP) m/z 472 [M+H].

pumep 29. Ilpomexyrounoe coemunenue 2-112. 1-(4-dropdenmn)-5-((4-runpokcununepuana-4-
I/IJ'I)MeTI/IJ'I)—lH-HI/Ipa30J'IO[3,4—d]HI/IpI/IMI/I,HI/IH-4(5H)—OH COJIb TPUPTOPYKCYCHOM KUCIOTHI

NH»> o]
" ege O
r NH, /7 NH N Boc
N Cmadusa 1 \ ) Cmadus 2 N /) Cmadusg 3

F
Cmadus 4 74 N
ACNE" N, o0t

N NH
TFA

¢ MpomexyTouHoe coeguHeHue 2-112
F

Cranus 1. 4-Xnop-7-(4-¢propdennn)-7H-mupposno[2,3-d jnupumuaus.

B Tpexropmyro kpyriononnyo koiady BMectuMocThio 100 Mi, 000pynOBaHHYIO a30TONOABOASIIEH TPYyO-
KOM, MarHUTHOW MEIIAJIKOW, KOHACHCATOPOM U TEPMOMETPOM, 3arpyxamu 4-xuop-7H-muppono[2,3-d]mm-
pumunuH (2 t, 13,0 mmons), 1-grop-4-fiondenson (3,3 1, 14,9 MmMons), kapOonar kamms (3,58 T, 25,9 Mmmons),
1,4-mokcan (40 mi), (1R,2R)-niuknorekcan-1,2-muamun (300 mr, 2,63 mmonb) u donua menu (493 wr, 2,59
mMonb). [lomyuennsiit pactBop nepemenmmBany 16 4 npu 110°C B macnsHo# 6ane B atMocdepe asora. Ilocne
oxjaxaeHus 1o 25°C, TBepHble BEIIECTBA YIAISIN MyTeM (QWIBTPAIMK, W QUIBTPAT KOHIEHTPHPOBAIH IO
BakyyMoM. OcaloK OYHINANK TPH TOMOIIHA KOJOHOYHOW XpoMmaTorpaduu, >SITIOUPYS ATHIAIETaTOM/IeT-
poneiiasiM 3¢gupom (1:2, 06./00.), ¢ moxydernem 4-xmop-7-(4-propdennn)-7H-muppono[2,3-d|mupumuauHa B
BUI€ CBETIJIO-XKenToro TBepaoro semectsa (1,0 T, 31%). XKXMC: (UDP) m/z 248, 250 [M+H].

Cramus 2. 7-(4-®ropdenwmn)-3H-uppoio[2,3-djmupumunua-4(7H)-oH.

B tpexropnyio KpyrionoHHyI0 Koyu0y BMecTUMOCThi0 100 Mi, 000pyIOBaHHYIO MarHUTHOM MEIIalIKOH,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpyxaiu 4-xmop-7-(4-propdenmn)-7H-muppono[2,3-d|jnupumunms (ctaaus
1, 800 wmr, 3,23 mmomnb), 1,4-mrokcan (10 mm, 118,0 mmons), Boxy (50 M), kapbonat kanus (4,2 T, 30,4 MMOJIB)
u 1,4-nuazabunukiio[2,2.2]oxran (727 mr, 6,48 Mmounb). [ToxydeHHBIH pacTBOp NMepeMENINBaId B TeUEHHE 3 U
npu 80°C B MacisiHoM Oane. [Tocie oxmaxaenus 10 25°C peakMoHHYI0 cMech racuiau Boaoit (70 mu). [pogykr
aKcTparupoBany sTrianeTatoM (3x50 mur). OO0beMHEHHBIE OPTAHWYECKUE CIIOM BBICYIIMBAIN Haa 0€3BOJHBIM
cynbhaToM HaTpus, (GUIBTPOBAIM W KOHLEHTPUPOBAIM IOA BaKyyMOM c moiydeHueM 7-(4-¢propdennn)-
3H,4H,7H-uppono[2,3-dJmupumuana-4-ona B Buzne TBeproro Oemoro BemectBa (700 mr, 94%). XXMC:
(U2P) m/z 230 [M+H].

Cramus 3. tper-byTtmn-4-((7-(4-bropdennn)-4-okco-4H-tuppono|2,3-d|mupumunun-3(7H)-mwn)metmn)-4-
TUIPOKCHIHUIIEPUINH- | -kKapOOKCHIIaT.

Turynenoe coenunenne (500 mr, 43%) moxydanu corJacHO METOAWKE, OTIMCAHHOM B mpuMepe 21, cragus
4, ¢ ucnonmp3oBanueM 7-(4-propdenwmn)-3H,4H,7H-muppono[2,3-d|mupumuann-4-ona (ctaaust 2, 600 mr, 2,62
MMOJIb) B KaueCcTBE MCXOJIHOTO BEIIECTBA M €ro MOCIHeNyonield OYUCTKH MPH MTOMOIIM KOJOHOYHOH XpoMaTo-
rpaduu ¢ IIOMPOBaHUEM MeTaHoaoM/muxinopmeranoM (1:20, 06./06.) XKXMC: (MDP) m/z 443 [M+H].

Cramus 4. 7-(4-Oropdennn)-3-((4-ruapoxcununepunua-4-mn)metwi)-3H-nmuppoino[2,3-d Jnupumu -
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4(7H)-oH, costb TpUPTOPYKCYCHOM KUCIIOTHI.

TurynsHoe coequuenue (470 mr, 95%) nomy4any coriaacHO METOJMKE, OTIMCAHHOW B mpumepe 21, cramus
5, ¢ wucmnonp3oBaHWEM TpeT-0yTun-4-[[7-(4-propdenmn)-4-oxco-3H,4H,7H-tuppomno[2,3-d[mupumuana-3-
i MeTnn|-4-ruapokcununepuana- 1 -kapookcmnara (cragus 3, 500 mr, 1,13 MMOJIB) B KaueCTBE UCXOTHOTO Be-
mectBa JKXMC: (MOP) m/z 343 [M+H].

[IpomexxyTouHoe coemuHeHne 13 Tab. 16 moaydJanu ¢ UCMoJIb30BaHUEM METOIUKH, CXOTHOW ¢ OTTUCAHHON
B ipumepe 30.

Tabauna 16
KXMC :
VcrniosiE 30BaHHBIL (13P)
[poMexyTOUYHOE coenuHeHue N:
npequecTEeHHUK m/z
[M+H]
[poMexyToOuYHOe coemmuHeHue 2-2100. A-xs10p-TH-
7-(5-¢TopnupuOnH-2-1y) —3— ( (4-
nuppoJio[2, 3-
TUIPOKCUINIIEPUANH- 4 —1JT) METWJI) — 344
d] oupuMuIMH U 2-0poM-—
3, 7T-ourunpo-4H-nuppoJsio [2, 3- 5 hTOPIMPUIIH
d] nupuMunmuH-4-0H prpra

IIpumep 31. IIpomexyrounoe coemuHeHue 2-2101. 3-((4-I'mapoxcununepuauH-4-mwi)Merun)-7-(3-(4-
METHIIITHIIEpa3rH- | Hn)q)em/m) 3H-nuppoio[2, 3—d]l'II/IpI/IMI/IZ[I/IH—4(7H)-OH COJIb TPUPTOPYKCYCHOUN KUCITOTHI

Cl
O
\©/ =N Boc OH
J =N Cmadus 1 ) Cmadu,q 2 ) Cmadus 3 4 | N
N N f N Boc
Br B"/@ Br@

HNT™ T on N \p:
N Q& h AGhe"
Cmadus 4 N > N., Cmadus 5 NN
—_— - N Boc ———»
TFA
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Cranus 1. 7-(3-bpomdenun)-4-xiop-7H-muppoino[2,3-d jnrupumuaus.

B kpyriononnyio kon0y BMecTUMOCTBIO 250 M1, 000pyJOBaHHYIO MarHMUTHOM MEIIANKOM, 3arpyxaiu 4-
xsop-7H-mmppomno[2,3-djmupumunun (2,0 T, 13,0 mmons), (3-6pompenna)ooponoByro kuciory (3,12 r, 15,5
MMouIb), arierat Meau (708 mr, 3,90 mmons), auxiaopmetan (60 mn) u mupuaud (3,08 T, 38,94 mMmous). Tlomy-
YeHHBIA PAacTBOP INepeMemnBan B TedeHune 5 4 npu 25°C. TBepaple BemecTBa yaausiid yTeM (QUIbTPAIllid |
(GUITBTPAT KOHIEHTPHUPOBAIX MOA BakyyMoM. Ocamok pazbaBisuii Bomo# (50 MiI) ¥ MPOAYKT dKCTParupoBaiivd
quxyopmeraHoM (5x40 mur). OObeANHEHHBIE OPraHMYECKHUE CIOM MPOMBIBAIN XJIOPHUCTOBOJOPOIHONW KUCIOTOM
(40 M, 6 H.), BeicymuBamy Hax 0€3BOAHBIM CyNb()aToM HATpUs, GUIBTPOBAIHM ¥ KOHIICHTPUPOBAIH IO/ BaKyy-
MoM. OcaZoK OYHIMANH MPH HOMOIIM KOJIOHOYHOW XpoMaTorpadud, SIIONPYS ITHIALETATOM/TIEeTPONCHHBIM
a¢upom (1:2, 06./06.), ¢ moxyaenuem 7-(3-6pompenmn)-4-xnop-7H-mppono[2,3-dJmupumuanna (2,0 T, 50%).
KXMC: (UDP) m/z 308, 310, 312 [M+H].

Cranus 2. 7-(3-bpomdennn)-3H-nmppono|2,3-dmupumunnn-4(7H)-on.

B Tpexropnyio KpyriioJOHHYIO KOJIOYy BMeCTUMOCTBIO 250 Mil, 000pyIOBaHHYI0 MarHUTHOM MeEIIalIKOH,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpyxanu 7-(3-0pompenni)-4-xmnop-7H-muppono[2,3-djnupumunun (cTagus
1, 800 wmr, 2,59 mmomnb), 1,4-auazadbunmkio[2,2.2]okran (581 wmr, 5,18 mmonb), kapboHat kamus (3,37 T, 24,4
MMonb), 1,4-muokcan (20 mi) u Boxy (40 mi). ITonyuennsiii pactBop nepememmBany 16 1 npu 100°C B macis-
Hoit Gane. [Tocie oxmaxaenus no 25°C, peakMoHHYI0 cMech pa3barisuid Bomoi (50 mu). IIpoaykt skcrparu-
poBamm stunaneraroM (3x50 mur). OO0beqUHEHHBIE OPTaHUYECKUE CIIOW BBICYIIMBAIIM HaJ OC3BOAHBIM CyIb(a-
TOM HATPHUS U KOHIEHTPUPOBAIN MOJ BaKyyMoM. OcagoK OUHITaIy IPH IOMOIIY KOJIOHOYHON XpoMaTorpadum,
JIOUpYsS dTWIIaneTaToM/merpoieiiHpiM ddupom (9:1, 06./06.), ¢ momydenuem 7-(3-6pomdenmn)-3H,4H,7H-
nppoo|2,3-d|mupumuana-4-ona (600 mr, 80%). XKXMC: (UDP) m/z 290, 292 [M+H].

Cramus 3. tper-bytnin-4-((7-(3-6pomdbennn)-4-okco-4H-tmuppono|2,3-d|mupumunun-3(7H)-mn)metmn)-4-
TUIPOKCHIHUIICPUINH- | -kKapOOKCHIIaT.

B tpexropnyio kpyrionoHHyI0 Koyu0y BMecTuMocThio 100 Mi, 000pynOBaHHYIO MarHUTHOM MeIIalKoOH,
KOHJICHCATOPOM M TepMoMeTpoM, 3arpyxamu 7-(3-opomdennn)-3H,4H,7H-uppono[2,3-d|mupumunna-4-oH
(300 mr, 1,03 MMo1B), TpeT-0yTIII-1-0KCa-6-a3acupo[2,5|okraH-6-kapOokcmnat (264 mr, 1,24 Mmoinb), kapOo-
Hat 1e3us (craaus 2, 1,01 r, 3,10 mmoins) u N,N-gumeTmndopmamus (20 mir). PacTBop mepemeninBany B Teue-
uue 2 4 npu 80°C B macistHo#t OaHe. [Tocne oxnaxaenus 0 25°C, peaklIMOHHYI0 CMeCh Tackiii Boxoi (50 mu).
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IIponykT skctparupoBanu strinaneTatoM (5x30 mi). OObeTUHEHHBIE OPTAHUYECKUE CJIOW BBICYITUBAIM HAJl
0e3BO/IHBIM CyiIb(aToOM HaTpwusl, GUIBTPOBAIN U KOHIEHTPHPOBAIH IOJ BAKYyMOM C IOJy4YEHHUEM TPeT-OyTHI-
4-[[7-(3-6pomdenni)-4-okco-3H,4H, 7H-mupposno| 2,3 -d jnupumMuius-3 -1 | MeTHIT | -4 -rH 1P OKCUITHIIEpUANH- | -
kapOoxkcmiara (230 mr). XKXMC: (MBP) m/z 503, 505 [M+H].

Cramus 4. tper-byrmin-4-ruapoxcu-4-((7-(3-(4-merunmumnepasut- 1 -mi)pennn)-4-okco-4H-muppoio[2,3-
d]mapumuaua-3(7H)-un)Me T ) murnepuanH- 1 -kapOoKCHIIaT.

B Tpexropiyro KpyrionoHHy0 K00y BMecTUMOcThI0 100 M1, 000pyIoBaHHYIO OAJUIOHOM C a30TOM, Mar-
HUTHOW MEIAJKOHW, KOHJIECHCATOPOM H TEPMOMETPOM, 3arpyxaiu TpeT-OyTmi-4-[[7-(3-0pomdenr)-4-okco-
3H,4H,7H-ttuppoio[2,3-d[mupumuana-3-nui | MeTni | -4-ruApoKcununepuaut- 1 -kapookcumnar (ctamus 3, 170 mr,
0,34 mmoune), 1-metwmuniepasus (44,3 mr, 0,44 MMoib), kapooHat nesus (332,5 mr, 1,02 MMois), 1,4-nHokcan
(20 wmi), amnykT TpuUC(IUOCH3WIHMIACHAIICTOH )unauiaaus-xiaopodgopma (35,2 mr, 0,03 mmons) u (+/-)-2,2'-
ouc(audenmndocduno)-1,1'-6unadrun (21 mr, 0,03 Mmoins). [lomydeHHbIH pacTBOp NMepeMENINBAIN B TEUEHHUE
16 4 mpu 110°C B mMacnsHoit Oane B atMocdepe azora. [Tocne oxmaxnenns no 25°C, TBepple BELIECTBA yIaIs-
o myteM ¢uibTpanuu u ¢uiabTpar pazbasmsuin Bomoit (100 mui). IIpomaykT sKcTparmpoBaiy 3THIALETATOM
(3%30 mu). Opranudeckue cion OOBEAWHSIIN, BHICYIINBAIN HaJl O€3BOHBIM CYNIb()AaToM HATPUS W KOHIECHTPH-
poBaiu mox BakyyMoM. Ocasiok OYHMINANU TPH MOMOIIX KOJOHOYHOW Xpomarorpaduu, IMoupys IUXJI0opMeTa-
Hom/MeranosoM (10:1, 00./00.), ¢ momydenueMm Tper-OyTmin-4-runpoxcu-4-([7-[3-(4-mMeTunnunepasus-1-
nn)dennn|-4-okco-3H,4H, 7H-ttuppo:o[ 2,3 -d jmupumu guH-3 -wi |MeTan ) nunepuaus- 1 -kapookcmnara (100 wr,
57%). KXMC: (UOP) m/z 523 [M+H].

Cramus 5. 3-((4-T'mppokcunmnepuaua-4-un)metnn)-7-(3-(4-metnnnunepasut- 1 -un)pennn)-3H-muppo-
n0[2,3-dmupumunua-4(7H)-on, TOVY conb.

B xpyriiomoHHy0 K0JI0Y BMECTUMOCTHIO 50 M1, 000pyIOBaHHYIO MAarHUTHON MEITAIKOH, 3arpy»Kalld TPeT-
Oytui-4-ruapokcu-4-([ 7-[3-(4-metunmunepasus- 1 -un)penmn|-4-oxco-3H,4H, 7H-muppoino[2,3-d jmupumuana-
3-wi|metwn)nunepuant- 1 -kapookcmwnar (craaus 4, 100 mr, 0,19 mmons), quxmopmetan (10 M) u TpudTOpyK-
cycHyto kucnoty (1 mm). ITomydenHstii pacTBop nepememnBanu B TeueHue 3 4 mpu 25°C. TlonyueHHyo cMmech
KOHIIEHTPUPOBAJIH I0J] BaKyyMoM c roiydeHueM TDY comu 3-[(4-runpoxcununepuanH-4-min)meruin]-7-[3-(4-
MeTmanunepasut- 1 -un)pernn]-3H,4H, 7H-muppono[ 2,3-d Jmupumuaua-4-ona (130 mr, > 95%). KXMC: (UDP)
m/z 423 [M+H].

[TpomexxyTouHble coennHeHus B Tab. 17 moirydanu ¢ UCIOJIb30BaHUEM METOJMKH, CXOJTHON ¢ OTTUCAHHON
B mipuMepe 31, u BeIACTsIN B BUAe coneid TOY.

Tabauna 17
KXMC :
Hcnoss30BaHHBIA (13P)
[IpoMexyTOUHOE coeOuHeHMne Ne:
npemuIeCTBEeHHUK m/z
[M+H]

4-xJ0p-6-MeTUII- 7 H-
vppoJio [ 2, 3-d] nupuMuaonH
n (4-

[IpoMeXyTOUHOe CcoeguHeHue 2-
2102: 7-(4-dTopdenn) —-3-( (4-

TUOPOKCUIIMIIEPUIMH-4-1JT) METUIT) — 357
dTopbeHnII) DOPOHOBA S
o-MeTusI-3, 7T-murunpo-4H-
xKucjoTa. CHUHTe3 He
nyppoJio [2, 3-d] nupuMmuonH-4-0H
BKJIOUaeT cranuin 4
[IpoMeXyTOYHOe COoeIMHeHue 2-
2103: 3-( (4-TUIOPOKCUMIUIIEPUIUH— 4-xJ0p-7H-iMppoJio [2, 3—
4-ny) meTny) —7- (3- d] oupuMmuIonuH, 3-
410
MopdosmHObeHNIT) =3, T-OUTULOPO— OpoMOOPOHOBAA KUCJIOTa M
4H-ninppoJio [ 2, 3-d] nupuMuovH—4-— MOopdoOIMH
OH
[IpOMEeXyTOUHOE COeOMHEHMe 2- 4-xyop-7TH-mmppoJsio [2, 3~
2105: 3-( (4-TMOPOKCUNUIEPUONH— d] muprvmond, 4- 410

A-mg)MeTng) - 7- (4-
MopbomHoObeHMIT) =3, 7-IUTUIPO—

OpoMOOPOHOBAA KUCJOTa M
MOPOOJIMH
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4H-nupposo [2, 3-d] nupuMuOnH-4-
OH

IpoMexyTOYHOE coenuHeHMe 872a.

3-( (4-TMOPOKCUNUIIEPUIUH- 4~ 4-xjiop—7/H-nuppoto [2, 3-
WII) MeTwJ1) —7— (3— (IunepunuH-1- d]nupuMunuHe n (3-
422

MJIME TIJIT) benmy) -3H- dopMuibeHmIT) BOPOHOBA S
nuppoJio [2, 3-d] nupuvmyanH-4 (7H) — KMcjioTa. *
OH
[IpoMeXxy ToOYHOe coeIMHEeHNe 2-

- _7_ -
2105: 7-(4-dTop-3- (IUIepPUINH— 4 iiiiiliﬂfﬁififoéij3
1-unMeTn) benny) —-3- ( (4- b A

bopmmii-4- 440
dTopdbenHnsr) BopoHOBaS
KMCJIOTa . *

TUOPOKCUNIUIIEPUIVH— 4 —1JI) MeTUJII) —
3, 7T-ourunpo-4H-nuppoJio [2, 3—
d] nupuMmuInH-4-oH

*BBeieHHE MTUNEPHUANHA OCYIIECTBISUTN B YCIOBHUSIX BOCCTAHOBUTEIBHOTO aMHHUPOBAHUS, KOTJa PacTBOP
3-(4-xnop-7H-nmpposno|[2,3-d nupumunun-7-mn)0eH3anpaeruia mpoMexyTouHoro coequnenust (600 wmr, 2,33
MMoIb), unepuauHa (198 mr, 2,33 mmons), nquxinopmerana (50 M) u JienssHOH ykcycHoOM kucioTsl (0,2 mur)
MOZBEPTaIM BO3/ICHCTBUIO MaHoOoporuapuaa Hatpus (294 mr, 4,68 mmoins) ipu 0°C.

IMpumep 32. Ilpomexyrounoe coeaunenune 2-47. 3-((1-(4-dropbenzomn)-4-ruapoKCUNTANIEPUINH-4-
Wwi)MeTHN)-7-(unepuant-4-mn)-3,7-guruapo-4H-muppono| 2,3-djiupumuaua-4-0oH,  coiab  TpUPTOPYKCYCHOH
KHCIIOTHI

Cl (0]
Cl X
Cmadus 1 <7j1[ltT Cmadus 2 <7iﬂjﬂiTH Cmadus 3
\N—> /—> /—>
7 NN NT N
NP
H N

BocN BocN

(0]
OH F Q OH F
COTO Y omws 3
o} (0]

Boé;jf7 TFA-S;;f7

Cramus 1. tper-byTmin-4-(4-xmop-7H-mupposno[2,3-d jnupumuaua-7-1in ) munepuanH- | -kapOOKCHIIaT.

4-Xmop-7H-tuppoio[2,3-djmupumuaua (2,00 r, 13,0 MMOmdb), TpeT-OyTHI-4-TUAPOKCHUTTUTICPUINH- 1 -
kap6okcunar (7,80 T, 38,8 mmons), Tpudpennndochun (4,52 r, 17,2 mmoins) u terparuapodypan (120 mim) no-
0aBISIIM B TPEXTOPIIYI0 KPYTJIOJOHHYIO KoJOy BMecTHMOCTBhIO 500 My, 000pyJOBaHHYIO a30TOIIOABOJSIICH
TpyOKOI M MAarHWTHOM MeIaNKoH. 3aTeM IO KaruisiM J00aBIsUIM pacTBOp AMATHIA30MUKapOokcmata (6,80 T,
39,1 mmonb) B tomyose (30 Mi) mpH mepeMelMBaHUM NPH KOMHATHOW Temriepatype. IloxyueHHBIH pacTBOp
HepeMeIInBalIi B TeUCHUE 4 4 IPH KOMHATHOM TemrepaTtype, racuin nobasnenneM Boasl (100 M) u sxcTparu-
poBamm auxiopmeranoM (3x100 mur). Opranndeckue cion 00bEIMHSUTN, BHICYIIMBAIN HaJl O€3BOIHBIM CYIb(a-
TOM HaTpwsi, GUILTPOBAIN M KOHIIEHTPUPOBAIIN MO IIOHWKEHHBIM JaBiieHreM. OcaloK OYMINAIN IPH TTOMOIIN
KOJIOHOYHOM XpoMaTorpaduu ¢ UCHOIb30BaHUEM dTHIIaIeTaTa/meTponeinoro 3¢upa (1:1 06./06.) ¢ momy4deHn-
eM TpeT-0yTmi-4-(4-xnop-7H-mupposno|2,3-d jmupumuaua-7-un)munepuans- 1 -kapookcunata (2,50 r, 57%).
KXMC: (UDP) m/z 337 [M+H].

Cramuss 2. tper-byrnun-4-(4-okco-3,4-murunpo-7H-mapposo[2,3-d | mupumMuanH-7 -1 MUIepuanH- 1 -kap-
Ookcuar.

TpeT-byTnn-4-(4-xnop-7H-tuppoio[ 2,3 -d mupumunua-7-wn)nunepuaaH- 1 -kapookeunat (craaus 1, 2,50 T,
7,42 mmons), DABCO (1,70 1, 15,2 Mmmonb), kapooraT kanus (10,2 r, 73,8 mmons), 1,4 nuokcan (80 M) u Boxy
(40 mu1) 10GABISUIM B KPYTJIIOAOHHYIO KOJIOY BMECTUMOCTBIO 250 M1, 000pyJOBaHHYIO MArHUTHOW MEIIANKOH H
KoHIeHcaTopoM. [lomyueHHBI pacTBOp mepeMermuBaiy B TeueHue 4 4 npu 60°C, pa3dasmsum Bogoi (50 M) u
JKCTparupoBaiy dtunamneratoM (5x50 mur). OpraHndecKue CiIou 0ObEIUHSIIH, IPOMBIBATH COJIEBBIM PACTBOPOM
(100 mu1), BBICYIIMBaIY HajJ OE3BOIHBIM CYIIb(}ATOM HATPHs, (GMIBTPOBAIN U KOHIIEHTPHUPOBAIN MO BaKyyMOM.
Ocanok OYMIIAIN MPH ITOMOINM KOJOHOYHOW Xpomarorpauu ¢ HCHOJb30BaHHUEM AHMXJIOpPMETaHa/METaHOJa
(10/1 006./06.) ¢ momydeHueM TpeT-0yTHI-4-(4-0KC0-3,4-murunpo-7H-muppoio[2,3-dmupumuann-7-mn)nu-
nepuanH-1-kap6okcnnara (1,30 r, 55%). KXMC: (M9P) m/z 319 [M+H].

Cramus 3. tper-byrun-4-(3-((1-(4-propbenzonn)-4-ruipoKCUTUIIEPUANH-4-HIT)METHI )-4-0KCO-3 ,4- TATH T~
po-7H-muppo:no[2,3-d jnupumMuarH-7 -1 ) murnepuanH- | -kapOOKCHIIaT.

TpeT-byTnn-4-(4-okco-3,4-muruapo-7H-uppoio[ 2,3-d [ mupuMunuH-7-1i1) TAnepuInH- | -kapOOKCcHIaT
(ctamus 2, 600 mr, 1,88 mMounb), (4-bTopdennn)(1-okca-6-azactiupo[2,5]okTaH-6-UI)METaHOH (IPOMEKYTOTHOE
coenuHenue 2-46, 300 mr, 1,28 MMoub), kapoonar me3us (1,25 r, 3,83 mmoins) u IM®PA (50 M) nobasmisiid B

MpomMexyTouHoe coeguHeHne 2-47
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KPYTJIOOHHYIO KOOy BMecTuMOCThI0 100 M1, 000pyI0BaHHYIO MarHUTHOM Melainkoi U KoHaeHcaropom. Ilo-
Jy4eHHBIH pacTBOp nepemeinBany B TeueHue 2 4 npu 80°C u 3atem racuim nodasinenueM Bozasl (30 mi). ITo-
JyYeHHBIH pacTBOP AKCTPArMpOBAIIM dTUIAeTaToM (4x50 MIT) 1 OpraHuYecKue CJIOM OOBEANHSIIH, TIPOMBIBAIIN
cosieBbIM pactBopoM (100 mur), BeICYIIMBaIyM HajJ OS3BOAHBIM Cyiab(aToM HATpHs, GUIBTPOBAIM M KOHIEHTPHU-
pOBaJIM TIOA TOHIKEHHBIM JapieHumeM. Ocafok oummiany npu nomomu mnpenapatuBHoit TCX ¢ meraHo-
nom/muxiiopmeranoM (1:20 006./06.) ¢ mnomyderuem TpeT-0yTnn-4-(3-((1-(4-propdenzon)-4-ruapoKCuIm-
nepuInH-4-m1)MeTh)-4-0kco-3,4-quruapo-7H-mupporo[ 2,3 -d [mupuMuauH-7-wn) munepuiuH- 1 -kapbokcunara
(600 mr, 58%). XXKXMC: (MDP) m/z 554 [M+H].

Cramus 4. 3-((1-(4-Dropbenson)-4-ruaApOoKCUTTHIICPUINH-4-1T)MEeTHN )- 7 -(uniepuanH-4-nin)-3,7-nu-
ruapo-4H-mmppono[2,3-dJnupumMuauH-4-0H, COIb TPUPTOPYKCYCHON KUCITOTBI.

tper-byrnin-4-(3-((1-(4-gropdenzonn)-4-ruapoKCUNUIIEpUITH-4 -1 )METHIT)-4-0KC0-3,4-uruapo-7H-mup-
poio[2,3-dmupumunns-7-wn)munepuanH- 1 -kapookceunar (cragus 3, 600 mr, 1,08 mmoins), nuxiopmeran (30
MJI) ¥ TPUPTOPYKCYCHYIO KUCITIOTY (6 M) 100aBIISUIM B KPYTJIOJOHHYIO KOJIOY BMecTHMOcThio 100 Mi1, 060pyno-
BaHHYIO0 MarHuTHOI Memankoil. [TonydeHHsli pacTBOp NepeMeIInUBaIl B TeUeHHE 2 U IPU KOMHATHON TeMIepa-
Type W 3aTeM KOHLEHTPUPOBAJIM IO/ TMOHWKEHHBIM JaBieHHeM c noiydeHueMm 3-((1-(4-dpropOenzom)-4-
TUAPOKCUTTUTICPUINH-4-WIT)METHI)-7 -(Turiepuana-4-un -3, 7-muruapo-4H-nuppono[ 2,3-d [mupumuuH-4-0Ha,
coJ TPUPTOPYKCYCHOM KUCITOTHI (MPOMEKYTOTHOE coenHeHne 2-47), KOTOPYIO UCTIOIh30BaIHM HA CIIEAYIOmeH
craauu 6e3 panpHeimel ounctku. JKXMC: (MOP) m/z 454 [M+H].

IIpumep 33. [Ipomexxyrounoe coenunenue 2-57. 4-(ITupponunu- 1 -uameTrn)0eH301Has KACI0Ta

X~ Cmadus 1 Cmadus 2 NQ
°c . NQ HO
HNQ O MpoMexyTouHoe coeanHeHune 2-57
o} O

Cranus 1. Metun-4-(mupponuayH- 1 -nimMeTn)0eH30arT.

B kxpyrnononHyto kondy BMecTuMocTbio 250 Mit 3arpysxanu Metui-3-popmumidensoar (1 r, 6,09 Mmors),
nuppoiuauH (433 mr, 6,09 mMonb) u xiaopodopm (100 mi). [lomydennsiit pactBop nepememmBany npu 0°C B
teuenne 1 4. boporuapun natpus (70 mr, 1,85 MMoONb) M YKCYCHYIO KHCIOTY (5 Mi1) 100aBIsuId B cMECh NpU
0°C. TlomyuenHslii pactBop nepememmuBanu 16 4 npu 23°C. pH pactBopa goBoamwnu 10 § ¢ HCIOIb30BaHHEM
pacTtBopa OukapboHara Hatpus (30 M) U 3KCTparupoBaiu auxiopmeraHoMm (3x100 mm). Opranuyeckue ciou
00bEANHSIIH, BHICYIINBAIHN HaJl O€3BOJHBIM CyIb(aToM HaTpHs, (GMUIBTPOBAIN U KOHLICHTPHPOBAIH IIOJ BaKyy-
MoM. OcafoKk OuHMIIaTM MPH MOMOIIM KOJOHOYHOW XpomaTtorpaduu, 3IOHpysl 3TUIAILETaTOM/IIETPONICHHBIM
a¢upom (1:4 06./00.), ¢ momydenuem MeTmi-4-(nmupponuans-1-unmernn)oenszoara (500 mr, 37%) B Buae Oec-
nBetHoro mMacna. XKXMC: (UDOP) m/z 220 [M+H].

Cramus 2. 3-(ITupponuana- 1 -uaMeTHIT)0eH30HAsT KHCITOTA.

B kpyrnomonnyto koi0y BMecTHMOCTHIO 100 M momemnianu MeTwi-3-(TTMpPOTUINH- | -niaMeTHT)0eH30aT
(500 wmr, 2,28 mmoe), meTaron (20 mir), Tuapokeun autus (274 mr, 11,44 mmons) u Boay (5 mu). TlomydeHHBIH
pacTBop nepeMemuBanu B TeueHue 1 1 npu 40°C. pH pactBopa goBoaunu 10 6 ¢ UCIOIb30BaHUEM XJIOPUCTOBO-
nopoxHoi kuciotsel (6,0M). TBepasle BemecTBa coOMpaiM MyTeM (QUIBTpalMM, MPOMBIBAIN ITHIALETATOM
(3x20 M) ¥ BBICYIIUBAJIM B CYITMIIBHOM MmKady ¢ mosydeHneM 4-(muppoauanH- 1 -uiMeTrnn)0eH30HHOW KHUCII0-
THI B BUJIE TBEPAOTO OEJIOr0 BEIIECTBA, KOTOPOE MCIOIb30BaN 03 HajbHeHIed OYUCTKH (TIPOMEXYTOUHOE CO-
eauneHue 2-57, 650 mr, > 95%). KXMC (U5P) m/z 206 [M+H].

[TpomesxyTouHble coeHEeHNs B Tabu1. 18 ObIUIM CHHTE3MPOBAHBI COTTIACHO MPUBEICHHBIM BBIIIE METOANKAM.

Tabauna 18
MC (M2P,
Vcnons 30BaHHEI
[lpoMexyToOUHOEe coenouHeHue Ne: m/z)
IpemueCTBeHHUK
[M+H] .
[IpoMeXyTOUYHOEe COoeIuHeHue 2-
MeTuJI 33—
58. 4-
bopMmibeHz30aAT U 222
(MOpdboSMHOMEe TIII) BeH30MHa g
MOPOOIJIMH
KMCJOTa
[poMeXyTOUYHOS COeIMHEeHne 2- STUI-4-
176. 4-[ (6-pTopnMpUInH-2— OKCOLMKJIOTeKkCcaH-1-
239
MJI) aMMHO ] IMKJIOTeKcaH—1- rapBoxkcuiar u 6-
rapBoHOBaA KMUCJOTA bTopnUPUIMH-2-aMUH

IIpumep 34. TlpomexyrouHoe coemamHeHue 2-59. 5-(ITumepuamn-1-un)-1,3,4-oxcaanazon-2-kapooHoBas
KHCJIOTA
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MpomexyTouHOe coeanHeHune 2-59

Cranus 1. Otun-2-okco-2-(2-(nunepunus- 1 -kapOoHWIT)ruApa3HHIII)alleTaT.

B kxpyrionoHHyI0 KOJIOY BMECTUMOCTBIO 25 MII 3arpyskaiu munepuanH-1-kapoonmmxiopua (178 mr, 1,21
MMOJIB), STHI(TUApasuHKapoonmit)popmuar (132 mr, 1,00 mmois), Tpudtunamus (152 mr, 1,50 mmons) u Terpa-
rugpodypan (10 mi). I[Toxyuennsiii pactBop nepememmBaiy 16 4 npu 60°C. PeakimoHHYI0 CMECh 3aTeM I'acHIId
nobaenenueM 20 MJT BOJIBI U DKCTPArupoBamu auxyiopmeranoM (2x10 mur). Opranudeckue CIOW 00bEIUHSIIN H
npoMbiBany Bogoi (10 mur) u coseBbiM pactBopoM (10 mur), BEICYIIMBany Hall OE3BOJHBIM CyJIb(haTOM HaTpus,
(UIBTPOBAIM M KOHLEHTPUPOBAIH 0] BakyyMoM. Oca/loK OYHMIAIM MPH MOMOIIM KOJIOHOYHOHW Xpomarorpa-
(un, >m0Mpys STHIIALIETATOM/TIETPONIEHHBIM ddupoM (0T 5:1 1o 20:1 06./06.), ¢ nonyyeHneM 3THiI-2-0Kkco-2-(2-
(turiepunmH- 1 -kapOonmaruapasuami)anerata (200 mr, 82%) B Buae TBepmoro Oemoro BemecTtBa. KXMC
(U2P) m/z 244 [M+H].

Cramus 2. Otun-5-(munepuans- 1 -nm)-1,3,4-oxcaanazon-2-kapOooKkcumiar.

B kpyriomoHHylo KoJOy BMECTUMOCTBIO 25 M 3arpyxaid 2-okco-2-(2-(munepuaus-1-kapOoHMI-
ruapasuami)anetat (cragus 1, 100 mr, 0,41 MMoib), 4-MeTrinoeH30- 1 -cynbdonnmxiaopun (78 mr, 0,41 MMoIB),
tpudTiiamuH (50 mr, 0,49 Mmons) u muxmnopmeran (15 mi). IlomydeHHbIH pacTBOp mepememBaiy 16 4 npu
23°C. 3areM peakIMOHHYI0 CMECh TracHiu JoOaBiicHHEeM BOAbI (10 MI) M HONTYYEHHYIO CMECh SKCTParupOBaH
nuxiopMeraHoM (3x10 mi). OpraHndeckue CIou 00BEAMHSITA U TPOMBIBAIH BOJI0M (10 MIT) ¥ COJIEBBIM PacTBO-
poM (10 mur), BEICYIIMBaIM HaJll 0E3BOIHBIM CYIb(ATOM HATPUs, PUIBTPOBAIN M KOHIIEHTPUPOBAIN TOJ BaKyy-
MoM. OcaZioKk OuYMIIaNKM NPH HOMOIIM KOJOHOYHOW XpomaTtorpaduu, 3IIOMpYs ITUIIAIETATOM/TIETPOJICHHBIM
a¢upom (ot 2:1 1o 10:1 06./00.), ¢ modaydeHUEeM 3TUI-5-(TunepuanH-1-mn)-1,3,4-okcaanaszon-2-kapOoKcuiaTa B
BHUJIE TPsA3HO-0enoro TBepaoro BemecTsa (80 mr, 87%). XKXMC: (UBP) m/z 226 [M+H].

Cramus 3. 5S-(ITunepunun-1-mn)-1,3,4-okcannazon-2-kapOOHOBas KHCIIOTA.

B kpyriotoHHY0 KOJI0Y BMECTUMOCTBIO 25 MIT 3arpyKaiiu 3THI-5-(tunepuana- 1 -un)-1,3,4-okcaanazon-2-
kapOokcunat (ctaaus 2, 80 mr, 0,35 Mmob), tuapokeun autust (17 mr, 0,70 MMonb), Boxy (5 M) U TEeTparui-
podypas (5 mi). [TonydeHnslii pactBop nepememmBany B Teaenue 3 4 npu 23°C. pH pactBopa moBomuiu 10 5-6
C WCIIOJIb30BAHUEM XJIOPHUCTOBOIOPOAHON KUCIOTHI (6,0M). [TosrydeHHBIH pacTBOP SKCTPArupoBalivd TUXIOpMe-
TaHoM (2x30 MJI) 1 OpraHNYecKHe CIION 00BEIMHSIIN, BBICYIIMBAIIN HaJl OE3BOAHBIM CYNIb(aTOM HATPHs, QHUIBT-
pOBUIM W KOHIIGHTPUPOBAIHM IIOJ BaKyyMOM ¢ TOJlydeHHeM S-(mumepuaus-1-win)-1,3,4-okcanna3on-2-
KapOOHOBOW KHCIIOTHI (IIPOMEXyTOUHOE coenuHenne 2-59, 60 mr, 87%) B Buae rpsa3H0-0€I0ro TBEpAOTO Bellle-
CTBa, KOTOPOE HCIIOIB30BAJIM HANPSMYIO Ha clenylomei craauu 6e3 nanbHeimei ounctku. JKXMC (UOP) m/z
198 [M+H].

[TpomexyrouHoe coeanHeHne n3 Tabdi. 19 HbKe CHHTE3UPOBAIN COIVIACHO MPUBEACHHBIM BBIIIEC METO/AH-
KaM, HauMHas C XJIOPUIa, OITUCAHHOTO B Ta0II. 19.

Tabmmma 19

JcrioJsib 30BaHHE MS (M3P,

HpOMe)KyTO"{HOe CcoeqMHeHNe Ne:
IpenueCcTBeHHUK m/z) [M+H] .

[lpoMexyTOYHOE coeIOMHeHue 2-76.
LUMUKJIONPOIlaHKapo
S-uukionponui-1, 3, 4-oxcannaszoii- 155
OHWMJIXJIOPUI

2-kapOOHOBAS KMCJIOTa

IIpumep 35. IIpomexyrounoe coeaunenue 2-60. 4-(1H-mupazon-1-wmr)0eH3oiiHas KucioTa

P Y 2

/) N—N

F
Q Cmadus 1 N=N Cmadus 2
JE—. _—
NC HO

NC O

MpomexyTouHoe coeauHeHue 2-60
Cranus 1. 4-(1H-IIupazon-1-ua)6eH30HUTPIIL.
B kpyrnononnyro kondy BMectuMocthio 100 M momemmanu 4-gpropoensonurpui (2 r, 16,51 MModb), Kap-
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oonar ne3ust (16 r, 49,11 mmons), N,N-mumermndopmamun (20 mi) u 1H-mupason (2,24 1, 32,90 mmons). [To-
JyYeHHBIH PacTBOp HarpeBalid ¢ 0OpaTHBIM XOJIOJMIBLHUKOM B TeueHue 2 4. TBep/ble BelecTBa yaallsuii IIyTeM
¢unbTpanuy n GUIBTPAT KOHIEHTPUPOBAIHN MO BaKyyMoM. OcaIoK OYHIAIH IIPH MOMOIIN KOJOHOYHOH Xpo-
MaTorpaduu, dTOUPYS ITHIAIETATOM/TIeTposieHbIM ddupoM (oT 1:10 mo 1:4 06./06.), ¢ momyuernnem 4-(1H-
nrpa3oni- 1-mm)0eH3onnTpriia B Buae xentoro macia (1,3 r, 47%). KXMC: (M9P) m/z 170 [M+H].

Cramus 2. 4-(1H-upason-1-nn)0eH30iHas KUCIOTA.

B xpyriomgonnyo koy0y BMecTUMOCTRIO 250 M 3arpyskanu 4-(1H-mupazon-1-wr)oen3onautpun (ctaaus 1,
2 1, 11,82 mmonn), atanon (40 mi), Boxy (40 mur) u runpokcun Hatpus (705 mr, 17,63 mmons). TloxydeHHbIH
pactBop nepementuBaiy pu 105°C 16 4 u 3aTeM KOHIIEHTPUPOBaIHN 110/ BakyyMoM. Ocafok pa30aBisiiii BOJIOH
(30 mu1) m axcTparupoBanu 3tmwianeraroM (50 mir). pH BogHOI (a3l TOBOAMIH 10 5 ¢ UCHOIB30BAHUEM XJIOPH-
CTOBOZOpOHOI KucnoTsl (6,0M). TBepaple BemiecTBa cobupanu myteM (UIBTpanuy, NpoMbiBaK Bojod (10
MJI) M BBICYIIMBAJIN B CYIIWIBHOM mKkady c moiyueHueM 4-(1H-mmpazosn-1-mn)6eH30HHON KHCIOTH B BHIC
CBETJIO-XKENTOT0 TBEPAOTO BellecTBa (MpoMexyTouHoe coeaunenue 2-60, 1 r, 45%). KXMC: (MUDP) m/z 189

[M+H].
[TpomexxyTouHble coeuHEeHHS B Ta0JI. 20 TIOMydJain COTIACHO METOIMKE, ONIMCAHHOW B MpuMepe 35.
Tabmmma 20

MC

JICTIIONB 30BaHHEIA (1sp,

[poMexyTOUYHOE coeIuHeHne Ne:

npequecTBeHHUK m/z)

[M+H]

[IpoMeXxyTOUYHEHE COeIMHeHus 862a u

862b. TpeT-OyTuUiI-2- (4-
Merun-4-propBeHz0aT U
(MeTOKCHUKapOOHMIT) beHWIT) IMPPOJIO [
TpeT-0yTUJI-
3,4-cloupason-5(2H, 4H, 6H) -
1H, 4H, 5H, 6H- 344
xkapOokcuyarT 1 TpeT-OyTumi—1- (4-
nuppoJio [ 3, 4-cloupaszoi—
(MeTOKCUKapPOOHMIT) beHWUIT) IUPPOJIO [
S5-xapborcuiar
3,4-c] mmpason-5(1H, 4H, 6H) -

KapOOKCUJIaT
[IpoMeXxyTOYHEHEe COeIMHEeHUs 2- sTUII-4-0poMOeH30aT U
238a. 4- (4-umaHo-lH-nmupaszomn—-1- 1H-ntmpasoya-4- 214
1) BeH30MHad KUCJOoTa KapBOHUTPWII

[IpoMexyTOUHEEe coeIuHeHMusT 2-880.
Stun-4-propbeH30aT U
(S)-4- (3-TUIPOKCUNIMPPOIUINH-1 - 208
(S) ~IUPPOIUINH-3-0JI
ni1) GeH30MHag KMUCJIOTa

[IpoMeXyTOYHEHEe coeInHeHus: 2-60a

u 2-60b. 4-(2H-1,2,3-TpHas3oj-2-
4-pTOPOEH3OHUTPWUII U 188

1J1) OeH30MHas kKucjgoTra u 4- (1H-
1,2,3-Tpraszoia [M-H]

1,2,3-tpuasos—1-ui) GeHzolHag

KMCJIOoTa

IIpumep 36. Ilpomexyrounoe coemaunenue 2-336aa. 4-(1H-1,2,3-Tpuazon-1-um)denzomamua u 4-(1H-

1,2,3-Tpuazon-2-mi)0eH30JaMuH
H

’/

N / N /

Cramus 1. 1-(4-Hurpodennn)-1H-1,2,3-tpuazon u 2-(4-autpodenmn)-2H-1,2,3-tpuazon.

B tpexropnyio kpyrionoHHyo KonOy BMecTuMocThio 250 mut 3arpyxanmu 2H-1,2,3-tpuazon (1,061 1, 15,4
MmoIib), N,N-mumermwipopmamun (60 i), 1-dprop-4-autpodenson (2 r, 14,2 mmons) u K,CO5 (5,87 1, 42,2
mMonb). TlomydeHHbIi pacTBOp nepeMernBainy B TedeHre 16 4 npu 110°C B MacnsHOM O6aHe M OXJXIaIH 10
25°C. Peakmmonnyro cMech paszbamisuma Bomoi (50 mi). [IpoaykT skctparupoBanu dtunamneratoMm (5x30 mur).
OObeMHEHHBIE OpraHMYEeCKHE CIION KOHIIEHTPUPOBAM MO BakyyMoM. OcaoK OYHIIAIH TPH ITOMOIIH TIperna-
paruBHoit BOXX* ¢ momyuennem cmecu 1-(4-autpodenwn)-1H-1,2,3-tpuasona n 2-(4-untpodennn)-2H-1,2,3-

Ha
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tpuazona (1:3) (1,6 T, 59%) B Bune TBepaoro xenroro BemectBa. JKXMC: (MDP) m/z 191 [M+H]. *Kononka:
cunmkarenb. [logemwknas daza A: sTrnaneratr/monsuwkHas ¢aza B: nerponeitnsiii adup. I'paguent: ot 10% B mo
50% B 3a 35 mun. [erexrop: 254 HM.

Cramus 2. 4-(1H-1,2,3-Tpuazon-1-mr)oenzonamus u 4-(1H-1,2,3-tpruazon-2-un)0eH301aMIH.

B Tpexropiyio KpyriiogoHHYIO KOJOY BMECTUMOCTHIO 250 Mi, 000pYyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpykaii cMmech 1-(4-autpodenmn)-1H-1,2,3-tpuazona u 2-(4-autpodeHnn)-
2H-1,2,3-tpuazona (cramus 1, 1 r, 5,26 mmons), atanoi (30 mi), Boay (30 mn), Fe (1,5 1, 26,8 MMOIb), XJIOpHT
amMmonwmst (832 mr, 15,6 MMons). [lomydeHHBIH pacTBOp nepeMemuBaiy B TedyeHue 3 4 npu 80°C B MaciIsHON
Oane. Peaknmonnyro cMech oxnaxkaaian 10 23°C u TBepAble BEUIECTBA YAALIIN IIyTeM (uibTpannu. Ounstpar
KOHILIEHTPUPOBAJIHM O BaKyyMOM M OCaloK pa30asisuty Bojo (30 mur). IIpoayKT sKcTparupoBav dTHIIALETa-
ToM (5%30 mur). OObeTMHEHHBIC OPTaHUYECKHE CIION KOHIICHTPHUPOBAIH 0T BAKYYMOM C TOJydeHHUEM cMecH 4-
(1H-1,2,3-tpuazon-1-un)6enzonamuna u 4-(1H-1,2,3-tpuazon-2-un)o6ensonamuna (800 mr, 94%) B BuIe TBep-
noro xenroro Beniectsa. JKXMC: (UDP) m/z 161 [M+H].

[Mpumep 37. IIpomexyrounoe coeaunenue 2-61. 2-(Iunepuann-1-mn)-1,3-okcazomn-5-kapOOHOBaAsI KHCIIOTa

oy B o 0 -

N\ fe) Cmadusa 2 N

\/O\[(EO%Br Cmadua 1 ~_- o HOW/EO D
0 o)

o]
NMpomexyTouHoe coeauHeHune 2-61

Cramus 1. Otun-2-(nmunepunus- 1 -mn)-1,3-okcazon-5-kapbokcumar.

B npoOupKy 151 MUKPOBOJIHOBOTO pEeaKTOpa BMECTUMOCTBIO 5 MJI 3arpysKaiu dTHiI-2-0poM-1,3-okcazon-5-
kapOokcmiat (500 mr, 2,2 7 MMons), unepunud (219 mr, 2,57 mmons,) u (Tpudropmernn)oenzou (2 mi). Ko-
HEYHYIO PEaKIIMOHHYIO CMECH MOJABEPTaIdi MUKPOBOJHOBOMY 00iydeHuto B Teuenne 30 mun mpu 150°C. Tlomy-
YeHHBIA pacTBOp oxJaxaanu 10 23°C U KOHLEHTPUPOBAIX NOJ BakyyMoM. OcaloK OUMIAIA TPU MOMOIIU KO-
JIOHOYHOHM XpoMartorpaduu, SMIOUPYsS ITUIANETaTOM/IeTposieiHbIM 3dupoM (1:1 006./00.), ¢ TOTyICHUEM ITHII-
2-(munepunuH-1-mn)-1,3-okca3on-5-kapookcunara B Buje TBepaoro oesoro emectsa (400 mr, 78%). XKXMC:
(U3P) m/z 225 [M+H].

Cranus 2. 2-(ITunepuaus-1-mm)-1,3-0kcazon-5-kapOOHOBasT KUCIOTA.

B kpyrimomonnyto konby BmecTEMOcThI0 100 Mi momermanu 3tui-2-(nunepuanH- 1-mm)-1,3-okcazon-5-
kapOokcmiat (ctamus 1, 400 mr, 1,78 MmMounb), ruapokeun sutus (129 mr, 5,39 MMoub), metaron (15 M) u Bogy
(2 mu). TTomy4yeHHBIN pacTBOp MepeMmemuBain B Teuerne 3 4 npu 55°C. TlomydeHnslid pactBop paszbasisum 30
MJI Bozbl, 1 pH moBoaumu 10 5-6 ¢ WCIIOJIB30BaHUEM XJIOPHUCTOBOJIOPOIHON KHCIOTHI (6,0M). CMech dKcTparu-
poBaiu strnaneraToM (3x50 mur). OpraHuveckue ciou 0OBEAUHSIIN, BRICYIIHBATN HaJ OC3BOIHBIM CYIb(PaToM
HaTpus, QUIHTPOBAIA U KOHIICHTPUPOBAIH IO BaKYyMOM C TIOJMydeHHeM 2-(TurepuanH- 1-mm)-1,3-okca3on-5-
KapOOHOBOW KHCIIOTHI (TIPOMEXYyTOYHOE coerauaeHue 2-61, 350 mr, 99%) B BHIE CBETIO-XKENTOrO Macia, KOTO-
pOe UCTIONB30BAIA HANMPSAMYIO Ha cleayroniedl crtaamu 0e3 mampHeimerd odnctku. XXXMC: (UDP) m/z 197
[M+H].

IIpomexxyTouHble COeAMHEHUS B TaOn. 21 HibKe ObUTH CHHTE3UPOBAHBI COTJIACHO METOJUKAM, MPUBCICH-
HBIM BBIIIIC.
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Ta6nunma 21
MC
VicronkSOBaHHEIL (nsp,
[IpoMexyToYHOe coeIguHeHue Ne:
IpequecTBeHHUK m/z)
[M+H] .
MeTun-2-6pom—1, 3-
[IpoMexyTOUHOE CoeIMHEeHue 2-62. 4- oKCcas30JI-5-
199
(MopdosmHOMe TMII ) BeH30MHasA KMUCJIoTa rapboxkcmiaT u
MOPOOIIMH

MeTuJ-2-08poM-1, 3-
[IpoMexyTOUHOEe CcoeIMHeHue 2-165.
okxcasoJy-5-
2= (4-TUAOpOKCUIUTIIEPUOMH- 1~ 213
xkapOoOKCUIarT u 4-
WJI) OKCaszoJ—-5-kapOoHOBasA KMUCJOTAa
TUIPOKCUIUNIEPUTINH

MeTuJI-2-0poM-1, 3-
IpoMexyTOUYHOE coeIMHeHue 2-117.
oKCasoJ-5-
2- (4-MeTunnunepasmMH—1-1JI) OKCa30J— 212
xapborcuyiar u 1-
5-xapboHOBasg KUCJOTa
Me TUJINUIIepas3muH

MeTujI-2-6pom—1, 3-
[IpoMexyTOUYHOEe coeIMHeHue 2-881.
okcasoJy-5-
2- (IuxJjonponnujaMmHo) -1, 3-oKCcas30oJ— 167
kapBokCcuIaT "
5-xapfboHoBasg KuCJOTa
LM KJIOIPOIINIIaMUH

IMpumep 37a. [Ipomexxyrounoe coennHenue 2-64. 1-bensun-1H-nmupazon-5-kapOboHoBas KuciIoTa
B/ < > OH
H r
El\i\ Cmadus 1 //O Cmadus 2 OH //O Ow
N — N N +
/ N N N
Ly N i

MpoMexyTouHoe coefuHeHUue 2-64

O

Cramus 1. 1-benswi-1H-nmupasour.

B xpyrnononnyto xondy BMectumocTbio 250 M 3arpyxanu 1H-mmupason (1 r, 14,69 MMoib), rHapoKCcHA
kamus (1,2 T, 21,39 mmonb), kapoonar kamus (3 r, 21,71 mmone), Opomun terpadyrmnammonus (7 r, 21,71
MMoJIb), kermtoi (50 min) u (OpommeTin)oen3on (2,5 T, 14,62 Mmmons). [lonmydeHHyI0 cMech mepeMermBamm 16 u
npu 23°C. PeakIIMOHHYIO cMech 3aTeM Tacwii qodasieHueM 150 M Bosl. [omydeHHYIO CMECh 3KCTparupoBa-
mu stunaneratoM (3x80 mur) u mpombiBan 200 Mt Boabl. OpraHudecKkue CIIOM 00bETUHSUIIH, BRICYIIMBAINA HAJl
0e3BOHBIM CYNB(GATOM HATpHs, QUIBTPOBATH U KOHICHTPUPOBAIH MO BakyymMoM. OcaJoK OYHIIAIU MPH TO-
MOIIY KOJIOHOYHOH XpoMaTorpadu, JIOUPYs ITHIANETATOM/TIeTponeHbIM d¢upom (1:3 06./00.), ¢ momyueHu-
em 1-Oemsmi-1H-impaszona B Buzie cBetio-xenroro tepaoro Bemectsa (1,3 1, 56%). XKXMC: (MDP) m/z 159
[M+H].

Cramus 2. 1-benswun-1H-nmpa3zon-5-kapOoHOBast KUCIIOTA.

B Tpexropiyto KpyriomoHHYIO KoJOy BMecTUMOCTBIO 100 M, 00OpymoBaHHYIO Oa/JIOHOM C a30TOM M
TepMOMeTpoM, 3arpyxanmu 1-6enswmi-1H-mmpazon (ctagus 1, 400 mr, 2,53 mMmoie) 1 TeTparuapodypas (25 mi).
K peakmronnoii cmecu no6asisuti H-OytwumTaid (2,5 mi, 1,0 mmons) npu -78°C. Tlonyyennyio cmech mepe-
MemmBany B TeueHue 1 4, mpu -78°C B 6aHE ¢ CyXHM JIBJIOM, MTOCJIE YETO0 CMECh Ta3UPOBAITU YTIICKUCIBIM T'a30M.
[omyuyeHHBIH pacTBOp MepeMelBaiy B TeueHue eme 1 9 npu -78°C B O0aHe C CyXUM JIBJIOM U 3aT€M T'aCcHIIH
nobaenenueM 30 MIT BOJBI U 3KCTparupoBaym dtuianetatoM (3x40 mir). OpraHudeckue Ciou 0ObeTUHSIIN, BbI-
CYIIMBAIU HaJl OC3BOTHBIM CYIb(ATOM HATPHS, PUIBTPOBAIHN M KOHIECHTPUPOBAIHU O] BAKYYMOM C ITOJTyYCHH-
em 1-6em3ui-1H-nmpazon-5-kapOOHOBOM KHCIOTHI (BKIIOYas MOOOYHBINH NponykT: 2-¢penni-2-(1H-nmupazon-1-
WI)yKCYCHAsl KUCIIOTa) B BHJIE OO0 Macia, KOTOPOE HCIOJIh30BaI HANPSAMYIO Ha CICAYIOIIEH crtaauu Oe3
JabHEHINeH 09uCTKH (IPOMEKYTOUHOE coeauHeHue 2-64, 150 mr, 29%). XKXMC: (U3P) m/z 203 [M+H].

ITpumep 38. TIpomexxytouHoe coeaunenue 2-71. 4-(1H-ITupazo:n-1-mn)uuKinorekcaHkapOoHoBasi KACIOTa
W) IMKIJIOTEKCAHKapOOHOBAsT KUCIIOTa
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lNMpomexyTouHoe coeanHeHue 2-71

Cranus 1. OTun-4-(TO3MIOKCH ) TUKJIOTeKCaHKapOOKCHIIaT.

B kpyriomonnyio koi0y BMecTHMOCThIO 250 MII 3arpyxaiu STHI-4-THAPOKCHUIMKIIOTE€KCaH-|-KapOoK-
cunat (3 r, 17,42 mmons), 4-mMeTrnoOen3on-1-cynpdonmwmximopun (5 r, 26,23 MMons), nuxiopmerad (50 mMu) u
TpudTHIamMuH (5,28 1, 52,18 mMons). IlomydenHsiit pacTBop nepememuBanu B TeueHue 4 4 npu 23°C. Peakiu-
OHHYIO cMecCh 3aTeM Tracwiu Bomoi (50 mir). CMech dKCTparupoBayid JUXJIopMeTaHoM (2x50 mur), m opraHude-
CKHE CJIOW O0BeIUHSAIHN, BHICYIIUBAIN Hall O€3BOJHBIM CYJIb(paToM HaTpusi, GUIBTPOBANIN M KOHICHTPUPOBAIH
nox BakyymMoM. OcaJoK OYHMINAIM TIPH IIOMOIIM KOJIOHOYHOHM Xpomarorpaduu, 3SIIOUpysl JTHIalera-
Tom/meTposieHbM dhupoM (1:10 06./006.), ¢ moydeHreM ITHI-4-(TO3UIOKCH ) IUKIIOTeKCAaHKapOOKCHIIaTa B BH-
Iie TBEPIOTO XKenToro Bemectsa (2,7 T, 47%). KXMC: (M9P) m/z 327 [M+H].

Cramus 2. Otun-4-(1 H-mpazon- 1 -uim) mukirorekcankapOOKCHITaT.

B xpyrimononayro kon0y BMecTuMOCThio 100 M1 momemany 3TriI-4-(TO3UIIOKCH ) ITUKIIOTEKCAHKapOOKCHIIAT
(cramus 1, 2 1, 6,13 mmoup), 1H-mupazon (626 mr, 9,20 Mmmois), N,N-aumerundopmamu (60 mr) u kapOOHAT
nesust (6 1, 18,42 mmous). [lomydennsiii pactBop nepememmBany 16 4 npu 80°C. [locie oxmakaeHus: 10 KOM-
HaTHOM TEMIIEpaTyphl, PEaKLMOHHYIO CMECh 3aTeM I'acHIN JtoOaBieHneM Bob! (60 MIT) M SKCTparupoBav 3THII-
arietatoM (3x60 wmir). OpraHuvecKkue CIOW OOBEIUHSIIM, BBICYIIMBAIN HAJl O€3BOTHBIM CyIh(haTOM HATpHS,
(UIBTPOBAIM M KOHLEHTPUPOBAIH 0] BakyyMoM. Oca/loK OYMIAIM MPH MOMOIIM KOJIOHOYHOHW Xpomarorpa-
¢un, smoupys sTHianeraTomM/merponeiHeM 3dupom (1:1 06./06.), ¢ momyuenuem stHi-4-(1H-nmupazon-1-
WJT)IMKJIOTeKCaHKapOOKCHIIaTa B BHAE TBEpAOTo sxkenroro Bemectsa (400 mr, 29%). XKXMC: (UDP) m/z 223
[M+H].

Cranus 3. 4-(1H-ITupazo:n-1-mwn)ukinorekcankapOOHOBasI KHCIIOTA.

TutynpHOE COeMHEHHNE MOTyYald COTIIACHO METOAMKE, OIMMCAHHOW B IpuMepe &, cTaaus 2, ¢ UCIIONb30-
BaHneM o5Tui-4-(1H-mmupa3zon-1-un)uuknorekcankapookcmiara (100 mr, 0,45 MMoIb) B KadecTBe HCXOIHOTO
BeIIecTBa (MpoMexxyToqHoe coeaunenue 2-71, 40 mr, 46%), KOTopoe HCHOIp30BaIH 0e3 JaTbHEeHIe OYNCTKH.
KXMC: (UDP) m/z 195 [M+H].

IMpumep 39. TIpomexyrounoe coemuaenune 2-72. 4-(3,4-Jurunpo-2H-mmuppono[2,1-b][1,3]okcazun-8-
wi1)0eH30iHas KHCI0Ta

_O>7N/ | H
—0 \ _N N
N Cmadus 1 | O._ Cmadus 2 [ NH
0 (0] o o o e}

/\/\Br
Cmadu,q 3 } Cmadus 4 }

0 MpoMexyTouHoe coeauHeHue 2-72

Cramgus 1. Metun-4-(1-(auMeTHIaMIHO )-3-MEeTOKCH-3-0KCOTIPOTI- | -eH-2-11)OeH304aT.

B xpyriionoHHy0 k00y BMECTUMOCTBIO 50 MIT 3arpykanu MeTHiI-4-(2-MeToKCcH-2-0kcoaTri)oen3oar (1 T,
4,80 mmonn), (muMerokcumeTmn)aumetrmiamMul (571 mr, 4,79 mmonb) u N,N-gumermndopmamun (15 mi). Io-
TydeHHBIH pacTBoOp nepememuBaiy B Tedenne 4 1 npu 60°C. TTocne oxmaxaenus a0 23°C peakImoOHHYIO0 CMeCh
racwin Bogo# (30 mir) u mpoayKT sKcTparupoBanu dTmiarneratoM (3x30 mi). OpraHuveckue CIIou 0ObeIHHSIHN,
BBICYIITUBAIA HaJl O€3BOIHBIM CyJIb(paToM HATpHs, (GHIBTPOBAIN M KOHIICHTPUPOBAIH MO BakyyMoM. Ocalok
OUUINATA TPU TIOMOIIM KOJOHOYHOH XpoMaTorpaduu, 3IIOUPYs STHIANETaTOM/TIeTpoliiciHbM 3¢upom (1:1
00./00.), ¢ noxyueHnem mMeTui-4-(1-(quMeTHIaMIHO)-3-METOKCH-3-0KCcOoMpoT-1-eH-2-1)0eH30ara B BUIE TBEP-
noro sxenroro Bemiectsa (800 mr, 63%). XKXMC: (UDP) m/z 264 [M+H].

Cranus 2. Metun-4-(5-okco-2,5-muruapo-1 H-mupazon-4-wmm)deH3oar.

B kpyrnogonnyro koi0y BMmectumocTbio 50 mi 3arpyxann MeTni-4-(1-(ZmmerunaMuHO)-3-MEeTOKCH-3-
okcormpon-1-eH-2-uwn)oen3zoat (cragus 1, 800 mr, 3,04 MMons), ruapasuaruapoxiopun (310 mr, 4,56 MMoIb),
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tpudTIiiamuH (921 mr, 9,10 Mmmois) 1 aTanon (20 mu). IToxyueHHBIH pacTBOp MepeMeNINBaIy B TEUCHHUE 2 U TIPU
90°C u oxnaxaamu no 23°C, mociue 4ero pacTBOp KOHLEHTPUPOBAIU NoJ BakyyMoM. OcaloK OUHIalu Opu Mo-
MOIIIX TIpENapaTUBHON TOHKOCIOWHON XpoMaTorpaduu, dMoupys AuxiaopmeTanoM/MeraHosiom (10:1 06./06.), ¢
nmosrydeHneM MeTui-4-(5-okco-2,5-murunpo-1 H-mupazon-4-nn)6eH3zoata B BHIIE TBEPAOTO KEITOTO BEIIECTBA
(520 mr, 78%). XKXMC: (UDP) m/z 219 [M+H].

Cramus 3. Metun-4-(6,7-muruapo-SH-mmpaszono[5,1-b][ 1,3 Jokcazun-3-mr)0eH30ar.

B kpyrnogonnyto kon0y BMecTUMOCTBIO S0 M1 3arpyskanu MeTwi-4-(5-okco-2,5-muruapo-1H-mupazon-4-
nn)oenzoar (craamst 2, 250 mr, 1,15 mmons), 1,3-mubpomnponan (232 mr, 1,15 mmons), kapbonar nesus (1,12 T,
3,44 mmonb) u JIM®PA (15 mu). [Tomydennstit pactBop nepememusany 16 4 npu 80°C. Cmeck ocTaBisum JUIs
oxnaxaeHus 1o 23°C u 3atem racwim Bogoi (15 mir) u akcTparupoBaim dTrianetatoM (3x20 mm). Opranude-
CKHE CIIOW OOBEIMHSIIN, BHICYIIUBAIU HaJl OC3BOJAHBIM CYIh(HATOM HATPHUsS, PUIHTPOBATH U KOHICHTPUPOBAIU
o BakyyMoM. OcaJiok OYHIAK MIPH TIOMOIIH MpenapaTHBHON TOHKOCIOWHOW XpoMaTorpaduu, SIIOUPYS JTH-
xnopmeTanom/meranonoM (20:1 00./00.), ¢ momydenuem MmeTun-4-(6,7-quruapo-SH-mmpaszomno[S,1-b][1,3]ok-
ca3uH-3-mw1)0eH30aTa B BUE TBEPOro enroro Bemectsa (100 mr, 34%). XKXMC: (U3P) m/z 259 [M+H].

Cranus 4. 4-(3,4-Juruapo-2H-mmupporo[2,1-b][ 1,3 Jokca3uH-8-1m)0eH30MHAS KUCIOTA.

TutynpHOE COeMHEHHNE MOTYYall COTIIACHO METOAMKE, OIMMCAHHOW B IpuMepe &, cTaaus 2, ¢ UCIIONB30-
BaHHeM MeTmI-4-(6,7-muruapo-SH-mupaszomno[5,1-b][1,3]okcasun-3-un)denzoata (cragms 3, 100 wmr, 0,39
MMOJIb) B Ka4eCTBE UCXOIHOTO BEIIeCTBa (IIpOMeXyTouHOE coequaenue 2-72, 80 mr, 85%). XKXMC: (UDP) m/z
245 [M+H].

[IpomexxyTouHoe coemuHeHHe U3 Tabi. 22 Hibke OBIJIO CHHTE3MPOBAHO COTJIIACHO METOJUKAM, MPHBEICH-
HBIM BBIIIE.

Tabiuma 22
VcrioJIE 30OBaHHEI MC (M2pP,
[IpOMeXyTOYHOe COeOMHeHMe N:
IpemueCcTBEeHHUK m/z) [M+H]

Hpome)x'yTquoe coeOMHeHNe 2-

73. 4-(2,3-
MeTUJI-4- (2-MeTOKCH—
Iuruoponupasosno[5,1- 231
2-0KCODTHUJI) ~OeH30aT
b]oxcason-7-un) GeH30MHas

KNCJIoTa

IMpumep 40. Ilpomexyrounoe coenunenue 2-74. 4-(4,5,6,7-Terparuaponupaszonol1,5-ajnupumuaua-3-
w1)OeH30iHas KHCI0Ta

HO O
:B‘®—§ =N =N
I HO 0 g N\> - NJ
Br/g(b — o N SR HN
HN 0 0
MpomexyToyHoe coeauHeHue 2-74

Cramus 1. Metun-4-(4,5,6,7-tetparunpornupa3sono| 1,5-aJmupuMuuH-3-m1)0eH30ar.

B kpyrnomonnyto konby BMectuMocThio 100 My, 06opymoBaHHYIO Oa/NIOHOM C a30TOM, 3arpyxaym [4-
(MeTokcukapOoHm)peHmT|60poHoBy0 kuciory (400 mr, 2,22 mmons), 3-6pom-4H,5H,6H,7H-mpaszomno|1,5-
almupumuaua (300 mr, 1,48 mmonb), kapOoHat kamus (946,7 mr, 4,46 mMmonb), Tomyon (20 mur), ammyKT
TpUC(IUOCH3WIHICHAIICTOH ) IHTajuiaus-xaopodopmata (136 mr, 0,15 MMonb), aumukiorekcui(2',6'-mmMeToK-
cubudenmn-2-mn) pocoun (61 mr, 0,15 mmons) n ¢propua nesus (22,6 mr, 0,15 mmons). [ToaydeHHbIH pacTBOp
nepemermBany 16 4 npu 120°C B MacisiHOH OaHe. PeakimoHHyr0 cMech OCTaBIsUTH JUIs oxJakaeHus 10 23°C u
TBepAble BemiecTBa GUIbTpoBaIN. DUIBTPAT KOHLIECHTPUPOBAIHN MOA BaKyyMOM M OCaJIOK OYHMIIAIHM IPH MOMO-
M KOJIOHOYHOU XpoMaTorpaduu, IIOUPYs ITHIANCTATOM/TIETPOoNIeHHBIM 3¢upom (3:2 00./00.), ¢ momydyeHreM
metmi-4-(4,5,6,7-trerparuaponupasono| 1,5-aJmupumuans-3-mn)0eH3oara B BHIE TBEPAOTO JKEJITOTO BELIECTBA
(160 Mr, 42%). XKXMC: (MDP) m/z 258 [M+H].

Cramus 2. 4-(4,5,6,7-Terparuapormpa3zosno| 1,5-aJnupuMuanH-3-1m1)0eH301HHas KUCIIOTA.

TutynpHOE COeNMHEHNE TTOTyYalli COTJIACHO METOJMKE, ONMcaHHON B mpuMepe 10, cragus 2, ¢ MCIOB30-
BaHHeM MeTwi-4-(4,5,6,7-rerparuaponupasono[1,5-ajnupumunua-3-mwn)oensoara (craaus 1, 120 wr, 0,47
MMOJIb) B Ka4eCTBE HCXOMHOTO BEIIECTBA, KOTOPOE OYHIIAIN MIPH ITOMOIIH KOJIOHOYHOW XpoMaTorpaduu, 3Io-
upyst auxsiopmeranom/meranonoM (20:1 00./06.) (mpomexxyrouHoe coemmuenue 2-74,80 mr, 71%). XKXMC:
(U2P) m/z 244 [M+H].

[TpomexyrouHoe coeauHeHne B TabI. 23 HIKe ObUIO CHHTE3MPOBAHO COTJIACHO METOIMKaM, IIPHUBEACHHBIM
Bhiie. 3-bpom-4H,5H,6H,7H-mupazomno[ 1,5-a]nupumuaus (40 mr, 0,20 MMOJIB)alKHIHPOBAIH, ITOCIIC YEro Clie-
JIOBAJIM METOANKAM, OIIMCAHHBIM BBIIIE, C HCIOIb30BaHnueM HoameTana (28 mr, 0,20 mmons) B JIM®DA (10 M) B
npucytctBud NaH (9 mr, 0,23 mmois).
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Tabauma 23
MC (M5P,
VICIIONB 30BaHHENL
[poMexyTOUHOE CcoeIaMHeHMue Ne: m/z)
IIpeniie CTBEHHUK
[M+H] .
[IpoMeXyTOUHOE COeIMHeHue 2- 3-opom—-4H, 5H, 6H, 7H-
75. 4-(4-MeTun-4,5,6,7- nupaszoJjio[1, 5-
TeTparuoponupasojo[l, 5- alnoupuMmuouy u [4- 231
a ]l nupuMyouH-3-1J1) OeH30MHa s (MeTOKCUKaAPOOHUIT) GeHMII |
KMCJoTa BopoHOBasA KUCJIOTa

[Mpumep 41. IIpomexyrouHoe coequnenue 2-77. S-bensunokcazon-4-kapOoHOBast KHCIIOTA

N=
O~ Nech, N
0O N""o

Cl Cmadus 1 0 = Cmadus 2 =
I ) HO
o o)

MpomexyTouHOe coeanHeHue 2-77

Cranus 1. OTui-5-6eH3unokcazon-4-kapOoKCuiar.

B kpyriononnyto kon0y BMectumoctsio 100 it nomemanu 2-¢penmnanerumnxiaopun (0,500 r, 3,23 MMoib),
ati-2-(MetumnieHamuHo Jaretar (0,366 1, 3,18 mmons), 1,8-muazaburukiol[5,4.0lyanen-7-e1 (0,492 r, 3,23
MMoJIb), TeTparuapodypan (30 mu). TlomydeHHBIH pacTBOp mepemMemuBany B TedeHue 16 1 mpu 23°C u 3atem
pasz6asmsm Bogo# (30 mu). [IpoaykT skcTparupoBanu stunaneraroM (3x20 mia). O0beANHEHHBIC OPraHUYECKHEe
CJIOM BBICYIIMBAJIN Haj OE3BOMHBIM CyIb(haTOM HATpus, (GUIBTPOBANIHM M KOHLIEHTPHUPOBAIN IIOJ BAKYyMOM C
MOJY9YEeHHEM 3THII-5-0eH3miokcazoin-4-kapookcniara (0,070 r, 9%) B Bume TBepIoro 6esoro BemecTsa, KOTOpoe
WCTIONIb30BaJIN HANPSIMYIO Ha cleayromieit cranuu 6e3 ounctku. JKXMC: (MOP) m/z 232 [M+H].

Cramus 2. 5-ben3mnokcason-4-kapOoHOBas KHCIOTA.

TutyneHOE coelMHEHNE MOTyYalli COINIACHO METOMKE, OIMcaHHOU B mpuMepe 10, craaus 2, ¢ UCNONB30-
BaHUEM S5-OcH3mIokca3on-4-kapookcunara (cramus 1, 0,070 r, 0,30 MMOITB) B KaueCTBE MCXOJHOTO BEIICCTBA,
KOTOpOE HCIIOJIb30BAJIM HANPSAMYIO Ha CIEAYIOIEeH cTaanu 0e3 AajbHeied ouncTky (IPOMEXyTOYHOE COeIu-
Henue 2-77, 0,060 T, 49%). XKXMC: (M3P) m/z 204 [M+H].

[Mpumep 42. IIpomexyrounoe coenunenue 2-78. 1-[(4-Oropdenun)mernn]-1H-muppon-2-kapOboHoBas Ku-

cioTa
Br 0
F~ 0
i ©/U\OH
NO/\ Cmadus 1 = 0" ™\ Cmadus 2 N
\
NH

Bl

F
F MpoMexyTouHOoe coeauHeHue 2-78

Cramus 1. Otun-1-[(4-dropdenmn)mermi |- 1 H-muppon-2-kapbokcunar.

B xpyriogonnyo kosndy BMecTuMOcThio 100 Ma momemanu >Twii-1H-uppon-2-kap6okcunart (617 wr,
4,43 mmonb), 1-(6pommerwin)-4-propoenson (1,0 T, 5,29 mmors), kapbonar 1e3us (4,3 T, 13,20 mmois) u N,N-
nmumeTuindopmamun (20 mur). [lomydeHHBINH pacTBOp mepeMeruBaiy B Teuenue 16 4 mpu 60°C B MacisiHOH OaHe.
IMocne oxmaxaenus mo 23°C, peakiuoHHY0 cMech racuiu Bogoi (30 mi). [lomydeHHBIH pacTBOp 3KCTparupo-
Bany dtrnamneratoM (3x30 mun). O0beMHEHHBIC OPTAaHUMYECKHE CJIOW BBICYIIMBAIN HAJZl O€3BOJHBIM CYJIb(aTom
HATpUs, QUIBTPOBAIH U KOHICHTPUPOBAIHU IMOA BakyyMoM. OcalloK OYHIIANH MPH MOMOIIH KOJOHOYHOH XPO-
Mmarorpaduu, 3UIoupys JTuianerarom/merpoieiHsiM sdupom (1:10 00./06.), ¢ mnomydenmem ostmi-1-[(4-
dbropdermn)mermn -1 H-muppon-2-kapookcunata (1,04 T, 95%). XKKXMC: (UDP) m/z 248 [M+H].

Cranus 2. 1-[(4-Dropdennn)mernin]-1 H-nuppoin-2-kapOoHOBask KHCIIOTA.

TurynapHOE COeMHEHHE TOJTydalli COTJIaCHO METOJMKE, OIMCAaHHOW B IpuMepe 8, cramus 2, ¢ UCIOJb30-
BaHueM dTWI-1-[(4-propdennn)mernn]-1 H-mupporn-2-kapookcunara (ctaaus 1, 1,04 1, 4,21 MMomb) B KadecTse
MCXOJIHOTO BelecTBa (MpoMexxyTounoe coeaunerne 2-78, 300 mr, 33%), KoTopoe MCIIOIB30BaIN 0e3 nalbHeH-
me# ounctkn. JKXMC (MOP) m/z 220 [M+H].

Tab6smra 23a. [IpomexkyTouHBIE COSTMHEHUS B Ta0JI. 23a HIKE TakKe OBLITM CHHTE3UPOBAHBI COTIIACHO Me-
TOJIMKAM, OIIMCAHHBIM BBIIIIC.
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Tabauma 23a
MC (MDP,
Vcnonk30BaHHELL
[lpoMexyTOUHOE COeIMHEHMe N: m/z)
npemueCTBEHHUK
[M+H]

sTui- 1H-muppos-2-
[IpoMexyToOUHOE coemuHeHue 2-79.
kapborcuyaT n 1l-
1-(2, 6-Iudbropbensznmi) —1H- 238
(6poMmeTIII) -2, 6—
IUPPOJI-2-KapOoHOBaA KUCJIOTa
nndTopOeH30I

3TMI-1H-OMuppo-2-
[IpoMexyTouHOe coeImHeHMe 2-80.
rapborcuynaT nu 1-
1-[ (3-dbTopbexns) MmeTnsr] —1H- 220
(BpoMMeTUIT) —3—
IMppoJi-2-KapBoHOBad KUCIOTa
dTOpPOEeH30I

sTu- 1H-muppos-2-
[IpoMexyTouHOE coemuHeHue 2-81.
kapborcuyaT n 1l-
1-(2-¢pTopbensui) - 1H-upposa-2- 220
(GpoMMeTHII) —2—
KapOoHOBAas KMCJOTa
dTopbeH30M

5TMiI- 1H-Ouppos-2-
[IpoMeXyTOUHOE COoeIMHeHue 2-
xrapbokcujaT u 1-
143. 1-(2-¢pTopbenzmi) -1H- 220
(bpoMMeTUIT) —2—
NUPPOJI-2-KapOoHOBaA KUCJIOTa
dTOPOEH30T

IIpumep 43. IIpomexyrounoe coenuaenne 2-85. Tper-bytun-4-runpoxcu-4-[(1S)-1-[ 1-(4-mMeToxcudenmn)-
4-okco-1H,4H,5H-tmupazono[ 3,4-d jnupuMuauH-5-1i |3 T | munepuanH- | -kapOoKCcHIaT

Ph.|_Ph
I?\Br
Ph
Cmaodus 1 Cmaduss2 O
O:<:/\NBoc — NBoc — - NBoc
0 NBoc OH
Cmadusi 3 .
NBoc xupanbHO OYMLIEHHbIA
MpomMexyTouHoe coeanHeHue 2-85
MeO MeO

Cramus 1. TpeT-byTri-4-3TUIIHACHITUITIEPUANH- | -KapOOKCHUIIAT.

B Tpexropiyro KpyrioJOoHHYIO KOJIO0Y BMECTUMOCTBIO 250 M1, 000pyIOBaHHYIO OAJIJIOHOM, HATIOJTHEHHBIM
a30ToM, 3arpyxaiau opom(atui)rpudenmi-S-pocdan (9,3 r, 25,05 mmons) u Terparunpodypan (100 mi). K pe-
aKIMOHHOW cMecH no0aBisum H-OyTwimutuit (2,5M B rekcane, 11 mi, 27,5 MMOJIb) IO KaruIsiM ITpH NepeMelIn-
Bauuu 1pu -78°C B Teuenue | 4 nepen nobGaBiieHHEM TpeT-0yTHI-4-0KconmmnepuauH- 1-kapookcmnara (5 T, 25,09
MMOJIB) B BHJE pacTBopa B Terparuapodypane (20 mi) npu -20°C. IlepememnBanue npoaoDKaIn B TEUCHUE
eme 1 9 mpu -20°C, mociie yero racwiy Bogoi (30 mm). IIpoxykT skcTparupoBanu sTmiaaneTatoM (5x50 m).
OObeMHEHHBIE OpraHMYEeCKHE CIIOM 0OBEIMHSIN, BRICYIIMBAIN Hall OE3BOAHBIM CyiIb(aToM HaTpus, (GHILTPO-
BAJIM ¥ KOHIIEHTPUPOBAIH 110/ BaKyyMoM. OcaioK OYHIAIHN MPU TIOMOIIHM KOJOHOYHON Xpomarorpaduu, Irou-
pys sTHianeraTom/meTpoiaeiHsM adupom (1:9 00./00.), ¢ morydeHneM TpeT-0yTHiI-4-3THINACHIHIICpUINH-1 -
kapOoxcmnara (4,2 , 79%) B Buze cBeTio-xenToro Teepaoro semiectsa. XKXMC (UOP) m/z 212 [M+H].

Cramus 2. Tper-byTmi-2-metni-1-okca-6-azactmpo[ 2.5 |okTaH-6-KkapOOKCHIIAT.

B kpyrmomoHHyro KOOy BMeCTUMOCTBIO 250 M 3arpyaid TpeT-OyTHiI-4-3TUINICHITUTICPHINH-1-
kapOokcmnat (cragus 1, 4,2 T, 19,88 mmons), 3-xmoprnepokcudben3oiinyio kuciory (5,16 r, 29,9 MMoinb) u au-
xyiopmetad (100 mu). [TomydeHHBINH pacTBOp MEpEeMEIIMBAINA B TEUCHHE 3 9 MPU KOMHATHOHN TeMIiepaType H Ta-
CHJTM HACBIIIICHHBIM BOJHBIM pacTBOpoM cyibputa Hatpus (10 mur). pH moBomumm 10 7 ¢ UCMOIb30BaHUEM OH-
kapOoHaTta Hatpus (6M) W mpoAYKT dKcTparupoBasy auxiaopmeraHoM (3x100 mir). OObenUHEHHBIE OpraHuYe-
CKHE CJION BBICYIINBAIH HaJl 0€3BOTHBIM CYIb()AaTOM HATPHs, PHIBTPOBAIM U KOHIIEHTPHPOBAIIH I10]] BAKYYMOM.
Ocanok OYHIIAIN TIPH MOMOIIN KOJIOHOYHOH XpoMaTtorpaduu, 3IIoupys 3THIIAleTaTOM/IeTposIeiHBIM 3(upom
(ot 1:10 mo 1:5 06./06.), ¢ momyyeHHEeM TPeT-OyTHI-2-METHII-1-0Kca-6-a3acupo[2,5]okTaH-6-KapOoKcHIaTa
(3,8 1, 84%) B Buze 6ecueTHO# xuakocTH. JKXMC (M9P) m/z 228 [M+H].
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Cramust 3. Tper-byrun-4-runpoxcn-4-(1-(1-(4-meroxkcudenmn)-4-okco-1H-nupazono[3,4-d Jnupumu -
5(4H)-wi)sTIn)nunepuanH- 1 -kapOoKCHIaT.

TutyneHOE COenMHEHHUE MOTyYaId COTIIACHO METOIMKAM, ONMCAHHBIM B IpUMepe 28, ¢ UCIOIb30BaHUEM
1-(4-metoxcudennn)-1H,4H,5H-mupazono[3,4-dJmupumuaui-4-oHa (MOJTyYEHHOTO COTJIACHO METOIHMKE, OIIH-
CaHHOM B mpuMepe 21, craaus 3, ¢ HCHOIB30BAHUEM I-METOKCHTHIPASHHTHIPOXIIOPHIA B KAUECTBE MCXOTHOTO
BemecTna, 2,3 T, 9,49 MMoIb) U TpeT-0yTHII-2-MeTHII- | -0Kca-6-a3acrupo[2,5]okran-6-kapOokcmiaTa (cTanus 2,
2,6 T, 11,44 MMoIb), ¥ 3aTeM OYHCTKH TIPU TOMOIIM KOJIOHOYHOH Xpomarorpaduu, JIOUPYS dTHIIAIeTa-
ToM/TieTponeitHbM 3dupom (1:1 06./00.) (3,8 T, 81%) JKXMC (UOP) m/z 470 [M+H]. Pantemuyeckuii mpoayKT
(Tper-0yTun-4-runpoxcu-4-(1-(1-(4-meroxcudenmn)-4-okco-1 H-nmmpazono[ 3,4-djrmpumuaun-5(4H)-

WUJT)3THI) TUIIEPUINH- | -kapOokennaT) (2,25 T) mojasepranu JayibHeWIIei ouncTtke npu nomouu npen-SFC* ¢
noxyderneM 1-tper-Oytun-4-rugpoxcu-4-[(1S)-1-[1-(4-meTokcudenmn)-4-okco-1H,4H,5SH-mpazono[ 3,4-d]mu-
PUMUANH-5-WIT|3THI [TUIepUINH- | -kapOoKcnnaTa (IpoMexyTouHoe coeanHenue 2-85, 629,1 mr, Bpems yzaep-
xkauwus: 2,02 muH., 14,3%, cTrepeoXumus HE MOATBEPIKICHA) B BUJIC TBEPAOTO OCIIOTO BEIICCTBA. 'H sIMP (300
MTI'a, AMCO-dg) 6 0,95-1,19 (m, 1H), 1,20-1,44 (m, 13H), 1,45-1,71 (m, 2H), 2,79-3,15 (m, 2H), 3,50-3,81 (m,
2H), 3,83 (s, 3H), 4,85-5,10 (d, J=7,5 T'u, 1H), 5,11 (s, 1H), 7,00-7,18 (m, 2H), 7,81-8,00 (m, 2H), 8,32 (s, 1H),
8,39 (s, 1H). KXMC (M3P) m/z 470 [M+H].

1-tpet-bytun-4-ruapoxcu-4-[(1S)-1-[1-(4-meTokcudenmn)-4-okco- 1 H,4H,5H-mupazomno[ 3,4-dJmupumu-

IuH-5-mn|3tn]-1[3],3-okca3okaH-2-0H (IpoMexxyTouHoe coeanHenne 2-85, 614 wmr, 14%) B BHme TBepaoOro
6eIIoro BelecTBa, BpeMsi yaepx anus: 1,46 MuH, crepeoxumus He moarsepyxkaera). 'H SIMP (300 MI't, IMCO-
de) 6 0,92-1,11 (m, 1H), 1,17-1,44 (m, 13H), 1,50-1,75 (m, 2H), 2,80-3,18 (m, 2H), 3,45-3,80 (m, 2H), 3,82 (s,
3H), 4,85-5,02 (m, 1H), 5,11 (brs, 1H), 6,92-7,22 (m, 2H), 7,75-8,05 (m, 2H), 8,32 (s, 1H), 8,39 (s, |H). MC
(UDP, m/z) 470 [M+H]". *SFC-komonka: CHIRALCEL 0J-3, 4,6x50 MM, 3 mxm. ITomsmxnHas daza A 0,1%
Boaublii DEA/IToasuxHas ¢asza B: MmetaHom, ckopocTh notoka: 4 mi/MuH. Jletexrop: 220 u 254 HM.

[IpomexxyTouHoe coennHEHHE B TaOJ. 24 HUKE CHHTE3UPOBAIIN COTIIACHO METOIUKAM, OMTUCAHHBIM B TIPHU-
Mepe 43.

Tabnuua 24
MC (M3P,
Vcnonk 30BaHHEIL
[lpoMexyTOUHOE CcoeImMHeHue Ne: m/z)
npemuecTBEeHHUK
[M+H] .

1-(4-dpTopdbenni) -

1H, 4H, 5H-
[IpoMeXyTOUYHOEe COeIMHeHMe 2-
nupas3oJo[3, 4-
87. 1-(4-¢ropdenmn)-5-(1-(4-
d] nupuMmuomuH-4-0H U
TUIPOKCUIINIIEpUINH-4-1J1) 3TUIT) — 358
TpeT-0y TUJI-2-MeTUII~
1H-niupaszoiso [ 3, 4-d] nupruMmmuana-4
l-okca-6-
(5H) —oH, TOY coJb
azacnupo [2.5]okTan-

6-kapboxkcuiaT

IMpumep 44. IIpomexyrouHoe coexuHeHue 2-878a. 6-[(4-Dropdhenmn)kapooHui]-2-mMeTui-1-okca-6-
azacnupo[2.5]okTaH.
Cranus 1. 1-(4-Oropben3onn)nunepuua-4-oH

Q
OH 0] B/r_
@
¢ O o ) o
o O
Cmadus 1 Cmadus 2 Cmadus 3
N N N
H o)
F F F

TutyneHOE COCIMHEHHUE MOMYYalld COTIACHO METOIMKE, OMUCAHHOW B TIpUMepe 7 ¢ UCIOJIb30BaHUCM ITH-
nepuanH-4-oHa, TOY comu (1 r, 4,69 MMos), u 4-pTopOeH30iiHOM KucnoTh (1,44 T, 10,3 MMOIB), TOCHE Yero
€ro OYUINAIH TPH ITOMOIIH KOJIOHOYHON XpoMaTorpaduu, IOUPYs ITUIIAECTaTOM/TIeTpoiedHbIM d¢upom (1:1,
00./06.) (800 mr, 77%). XKXMC: (UDP) m/z 222 [M+H].

Cramus 2. (4-Orumunennunepuaui- 1 -w)(4-groppennn)meTanoH.

TutyneHOE CoenMHEHNE TTOTyYalli COTJIACHO METOJMKE, OIICaHHON B mpuMepe 43, craaus 1, ¢ MCIoIB30-
BaHueM 1-(4-propOenzomn)munepunui-4-ona (cramus 1, 800 mr, 3,62 MMOJIB) B Ka4eCTBE HCXOJHOTO BEIIIECTBA,
KOTOPOE OYMINAIN TPHU MOMOIIN KOJOHOYHOH XpoMaTorpaduu, dIOUpPYs dTHIANEeTaTOM/IeTPOICHHBIM 3¢pupom
(1:3, 00./06.) (250 mr, 30%). KXMC: (U5P) m/z 234 [M+H].

Cranus 3. 6-[(4-OTopdenmn)kapOonmi]-2-MeTmi- 1 -okca-6-a3acupo[ 2.5 JokraH.
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TurynapHOE CoeMHEHNE TIOTyYalll COTJIaCHO METOJIMKE, ONMCAHHOM B puMepe 43, craaus 2, ¢ UCIOoIb30-
BaHMeM (4-3TwimaeHnunepuauH-1-un)(4-gproppenmn)meranona (cramus 2, 250 mr, 1,07 MMoib) B KadecTBe
ucxonHoro BemecTtBa(250 mr, 93%). AKXMC: (MOP) m/z 250 [M+H].

IIpumep 45. TIpomexyrounoe coenuHeHue 2-88. 4-((1-(4-Dropdenmn)-4-okco-1,4-murumpo-SH-mu-
pazouno|[ 3,4-d JmupuMuIHH-5-1IT)MEeTHN )-4-TUAPOKCHTTUTIEPU T H- | -KapOOHMIIX IO pH/T

0
o)
N
4 N N/
N &b N A N.__Cl
N = NH * _— N
NENY HCI N g
0

F F
MpoMexyTouHoe coeauHeHne 2-86 MpomMexyTouHoe coeanHeHue 2-88

Tpudocren (0,078 t, 0,263 mmous), TpudTHIaMuH (0,092 M, 0,658 MmMonb) u TT'® (1,0 mur) qobasisun B
KPYTIOJOHHYIO KOJIOY BMECTHMOCTBIO 10 MiI, 000pYyIOBaHHYIO a30TOMOMBOASIIIEH TPYOKOH W MarHUTHOH Me-
mankoii. CMech oxnaxknanu a0 -45°C u MeuieHHo 100aBisii pacTBop ruapoxiopuaa 1-(4-bropdennn)-5-((4-
THApOKCHNHIIepUAnH-4-un)MeTnn)- 1,5-murunpo-4H-nmpazono| 3,4-djiupumuaua-4-ona  (MpOMEXyTOYHOE CO-
enunenue 2-86, 0,05 r, 0,132 mmomns) B TT® (1,0 M), monaepkuBas Temiepatypy Hinke -35°C. Cmech mepe-
MEIIMBAIKA B TEYCHUE | 9 B XOJIOJIe, HATPEBAIM O KOMHATHOW TEMIIEPATyphl W 3aTeM KOHIICHTPUPOBAIH MO
MOHW)KCHHBIM JaBJicHUEeM Jocyxa. OcaaoK OYHINAN MPH TOMOIIH KOJIOHOYHOH XpoMaTorpaduu ¢ HCIOIh30Ba-
HUEM auxyiopMeTaHa-dTmianerara (1:1 06./00.) ¢ momyuenuem 4-((1-(4-dpropdenmn)-4-okco-1,4-muruapo-SH-
nupazodio| 3,4-d|mupuMuIuH-5-MT)METHIT )-4-THIPOKCUTIHIIEpUANH- | -KapOoHMIXIIopraa  (IPOMEXYTOYHOE CO-
eaunenue 2-88, 40 mr, 75%). XKXMC: (M9P) m/z 406,09 [M+H].

[Ipumep 46. [Tpomexxyrounoe coenunenue 91. 1-Merun-4-aurpo-1H-mmupazon

N02 N02
143 — fg
7 7
HN‘N /N‘N

MNpomexyTouHoe coeanHeHue 2-91

B kpyrnomonnyro kosn0y BMecTHMOCTBIO 250 M1, 000pyIOBaHHYIO a30TONOABOAAIICH TPYOKOH, MarHuT-
HOHM MEUIaJIKOH U TePMOMETPOM, 3arpyxanu 4-uurpo-1H-nmpason (5 r, 44,22 mmons) u anerorntpui (120 mur)
u ruapun Hatpus (2,1 r, 87,50 mmoinb, 60 mMac.%) npu -5°C. K peakunonHo# cMecu n06apmsum oameras (7,5 T,
52,8 mmods). Ilpoaykt nepemermmBanu B Teuenue 16 u npu 23°C u racunu Bogoi (20 mur). [IponykT skcTparu-
poBamm stunaneraroM (5x40 mur). OO0beqUHEHHBIE OPTaHUYECKUE CIIOW BBICYIIMBAIIM HaJ OC3BOAHBIM CyIb(a-
TOM HaTpusi, QUIBTPOBAIN U KOHLUEHTPUPOBAIH 0] BakyyMoM. Oca/loK OYHMINANK HPH ITOMOIIM KOJOHOYHOM
XpoMaTorpadguu, JIMOUPYs dTHIIANETaTOM/TIeTpodeHbpM 3dupom (1:5 06./06.), ¢ mosydenuem 1-meTwii-4-
HUTpO- 1 H-ntmpa3zona (mpomexxyrognoe coegunenue 2-91, 5,2 , 93%). XKXMC: (MDP) m/z 128 [M+H].

[Ipumep 47. IIpomexxyTounoe coenunenue 2-92. 1-Oenmnn-4-autpo-1H-mupazon

NO,
o O A
RSROale

V,
HN~y

MpomexyTouHoe coeanHenne 2-92

B Tpexropiyro KpyrionoHHyo Koia0y BMecTUMOCTBIO 250 Mil, 000pyZOBaHHYIO a30TONOABOASIIEH TPYyO-
KO, MarHUTHOW MEIIANKOM U TepMOMETpoM, 3arpyxanu 4-uurpo-1H-nupason (4 r, 35,37 MMonb), HoadeH3omn
(8 1, 39,2 mmons), menu (1) womun (2,44 t, 12,8 mmonb), kapbonar kamus (9,66 r, 69,9 mmoms) u N,N-
nmumetmihopmamun (100 mur). TTomydeHHbIH pacTBOp nepeMenuBai B Tedenue 12 4 npu 110°C u oxmaxkaanu
1o 23°C. PeakunonHyto cmech racuiau Bogoit (80 mu). IIpomykr skctparuposanu strinaneratoM (3x100 mu).
OO0BpeMHEHHBIE OPTaHWYECKHE CJIOM BRICYIIHBATN HaJl O€3BOIHBIM CYIb(AaTOM HATPHS M KOHIICHTPHPOBAIH 0T
BakyyMoM. OcaIok OYHMIIAIA [pH [OMOIIM KOJIOHOYHOW Xpomarorpadum, >SIIOHpYs OSTHIANETa-
ToM/TIeTposieHbIM dupom (2:3 00./00.), ¢ omydenneM 4-HuTpo-1-pennn-1H-mupazona (mpomMexxyTogHOE CO-
eaunenue 2-92, 2.2 1, 33%). KKXMC: (MDP) m/z 190 [M+H].

[IpomexxyTouHoe coennHEHHE B Ta0JI. 25 HUKE CHHTE3UPOBAIIN COTIIACHO METOIUKAM, OMUCAHHBIM B TIPHU-
Mmepe 47.
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Tab6numa 25

VCrnoJbe30BaHHEIL MC (M3P, m/z)
[IpoMexyTOUHOEe CcoeIguHeHue N:

Ipe e CTBEHHMK [M+H] .
[IpoMexyTOYHOEe COoeIMHeHue 2-

4-uyrTpo-1H-
33la. l-uukJjonponmi-4-HUTPO— 358
IMpas0Jl
1H-nupasoJl

[Mpumep 46. IIpomexyrouHoe coenunenue 2-96. 1-Mernn-4,5,6,7-terparuapo-1H-unnazon-6-kapobonosas
KHCJIOTa

AN
N N-—N
\

HN-N HN-N h N
X Cmadus 1 Y Cmadus 2 X/ Cmadus 3 X
Hoj‘/d /Oj‘/[‘:ﬁ /O\n/d HO
0 0 0 0

MpomexyTouHoe coeauHeHue 2-96

Cramus 1. Metun-4,5,6,7-terparuapo- 1 H-uanazon-6-kapOoKcuiar.

B xpyrimomonHyo koi0y BMecTHMOCTBHIO 50 M, 00OpYyIOBaHHYIO MAarHUTHOW MEIIAJIKOW, 3arpyKaid
4,5,6,7-trerparuapo-1 H-ungazon-6-kapo6onoByro kuciory (640 mr, 3,96 mmons), Metanon (10 mur) u THOHWMII-
xyopun (1,43 r, 12,0 mmous). [TomydeHHBIH pacTBOp mepeMemuBaiy B TedeHune 2 4 npu 23°C. PeakimmoHHyIO
CMeCh KOHIICHTPHUPOBAIW TIOJI BaKyyMOM C TIIOJy4eHHEeM MeTwi-4,5,6,7-terparuapo-1H-unma3on-6-kapook-
cuIlaTa B BUAE KenToro macia (645 mr, 90%). XKXMC: (UDP) m/z 181 [M+H].

Cragus 2. Metun-1-metnn-4,5,6,7-terparuapo- 1 H-uana3on-6-kapOookcunar.

B kpyriononHyro koia0y BMECTUMOCTBIO 50 MiI, 000pYIOBaHHYIO MarHUTHOW MEIIATKOMU, 3arpyKajiu Me-
thi-4,5,6,7-rerparuapo-1 H-unnazon-6-kap6okcmnar (cramust 1, 360 mr, 2,00 mmonb) u terparuapodypan (5
mit, 61,7 mmons). l'uapun Hatpus (120 mr, 3,00 mMois, 60 Mac.%) m00aBIsLUTH OHOW MopuueH. PeaknmoHHyro
cMech nepemernnBany B Tedenne 2 4 npu 23°C nepen nobasnenuem doamerana (340 mr, 2,40 MMoIIb) 1O Karl-
nsim. TlomydeHHBINH pacTBOp TepeMemuBai B TeaeHue 2 9 npu 23°C u racuiu Bomou (20 mu). IIpoaykT skcrpa-
rupoBasy dtriaaneratoM (3x30 mur). Opranndeckue ciou 0ObEANHSIIH, BBICYIINBAIN HaJ OE3BOIHBIM Cyibda-
TOM HaTpHUS U KOHIEHTPUPOBAIN MOJ BaKyyMoM. OcagoK O4HIaIy IpH IOMOIIY KOJIOHOYHON XpoMaTorpadum,
JIOUpPYS  dTHIIANleTaTOM/TIeTpodieitHpiM  ddupom (1:10, 006./00.), ¢ momydeHuem MeTwi-1-metmn-4,5,6,7-
tetparuapo- 1 H-uanazon-6-kapbokcunara B Buae sxenroro macia (340 mr, 88%). )KXMC: (U3P) m/z 195
[M+H].

Cramus 3. 1-Metun-4,5,6,7-terparuapo- 1 H-unmgazon-6-kapOoHOBast KHCIIOTA.

TutynpHOE COEIMHEHNE MOTYYalIld COTJIACHO METOIMKE, ONMMCcaHHOM B nmpumepe 10, cranus 2, ¢ UCMOIB30-
BaHUEM MeTHI-1-Metun-4,5,6,7-rerparuapo-1H-unnazon-6-kapbokcunara (cragus 2, 194 mr, 1,00 mMois), B
Ka4eCcTBE MCXOJHOTO BellecTBa (TpoMexyTodHoe coenuHenue 2-96, 180 mr, > 95%). XKKXMC: (UDP) m/z 181
[M+H].

Mpumep 47. IIpomexyrouHoe coeaunenne 2-97. 4-(1-Mertnn-1H-nmpa3zon-4-un)unkinorexcan-1-
KapOOHOBasI KHCIIOTa

/

/ /
N N
B Br \ \
\W/[::j/ 0 Cmadus 1 ’ N Cmagus 2 [ _N
\/O
d ~© ~_©
0 o)

Cmadus 3 Y

_
HO

o MpomexyTouHoe coeaguHeHune 2-97

Cramus 1. Otun-4-(1-metun-1H-mupazon-4-mm)mukiorekc-3-eH- 1 -kapbokcumnar.

B tpexropiyto KpyriaogoHHY0 K00y BMeCTHMOCTBHIO 100 M1, 000pyI0OBaHHYIO a30TOMOABOIAIICH TPyO-
KOH, MAarHWTHOW MeMIAJIKOW, KOHACHCATOPOM ¥ TEPMOMETPOM, 3arpyxaiu JTuia-4-(terpamerui-1,3,2-
JIMoKcabopoIaH-2-1ui ) MUKIOTeKc-3-eH- 1 -kapbokcumar (500 mr, 1,78 mmonb), PA(PPh;), (206 mr, 0,18 mmos),
tdocdar xamus (1,13 1, 5,34 mmons), Boxy (4 mi), 4-6pom-1-metuin-1H-mupazon (431 mr, 2,68 mmons) u 1,4-
nuokcad (40 mun). PactBop mepememmBanu 12 4 pu 100°C B atMocdepe a3orta. PeaknmoHHyI0 cMech OXJtakaa-
mu 1o 25°C u pas6asmsum Boaoi (40 mu). Ilpoaykt axcTparupoBanu guxiaopmeraHoM (3x20 mir). O0bequHEeH-
HBIC OPTaHWYCCKHE CIIOW BBICYIIUBAIIN HaJ OC3BOTHBIM CYIH(GATOM HATpUs, QUIBTPOBAIH M KOHIICHTPUPOBAIH
mojg BakyymoM. OcaZoOK OYHMINANH TpPH MOMOINM KOJOHOYHOW XpoMaTorpaduu, OdIIFOUPYS ITHIIALCTA-
Tom/mieTporneitHbM ddupom (1:10, 06./00.), ¢ momyueHneM 3Tui-4-(1-meTun- 1 H-nupa3on-4-min)ukinorekc-3-cH-
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1-xap6okcunara (0,35 r, 84%). XKXMC: (UDP) m/z 235 [M+H].

Cranus 2. Mertun-4-(1-merun-1H-nmpason-4-ui)nukiorekcan- 1 -kapOokcuar.

B tpexropiyto KpyriaogoHHyI0 K00y BMecTEMOCTHIO 100 Mil, 000pymoBaHHYIO 0aNIOHOM C BOJOPOIOM,
MarHMTHON MeIIaKOH, 3arpyxaimu MeTwmi-4-(1-merni-1H-nmpason-4-wn)uukinorekc-3-eH- 1 -kapbokcumnar (cra-
st 1, 300 mr, 1,36 MMoITh), mayuTaqueBblil KaTanu3aTop Ha yriaepogHoM Hocutene (50 mr, 10 mac.%) u MeTaHoI
(20 mu). Cmech nepemermmBany 12 1 pu 25°C B atmocdepe Bogopona. TBepable BenlecTBa yIasUIA ITyTEM
$unmbTpanuy U QUIBTPAT KOHIICHTPUPOBAIH TOJI BAKYYMOM ¢ TMoixydeHueM MeTmia-4-(1-metwi-1H-nmpa3zon-4-
W) IKIIorekcan- 1 -kapookcmnata (0,21 1, 74%). XKXMC: (MDP) m/z 237 [M+H].

Cranus 3. 4-(1-Metuin-1H-nupason-4-wmn) nukiiorekcad- 1 -kapOoHOBast KHCIIOTa.

TurynapHOE CoeIMHEHNE TIOJTydYalli COTJIaCHO METOJIMKE, ONMCcaHHOH B npuMepe 10, craaus 2, ¢ MCIOIb30-
BaHueM MeTHiI-4-(1-mermi-1H-nmpazon-4-mn)unkiorekcan- 1 -kapookennara (craaus 2, 200 mr, 0,90 Mmoinb) B
Ka4yecTBE MCXOJHOTO BellecTBa (IpoMexyToyHoe coenuHeHue 2-97, 150 mr, 80%). XXXMC: (M3P) m/z 209
[M+H].

IMpumep 48. IIpomexyrouHoe coemunenue 2-114. 1-(4-Dropdenmn)-5-((4-runpokcu-1-(4-oKcouuKiIo-
rexcankapOoHW) munepuauH-4-mwi)metn)- 1 H-mupazomno(3,4-bl[mupumunana-4(5SH)-ox

ot T o

MpomexyTouHoe coeanHeHune 2-114

F

TutynpHOE cCOeIMHEHUE NOIYYalld COTJIaCHO METOUKE, ONUCAHHOM B MpuMepe 6, ¢ ucnojiab3oBanuem TOY
comn 1-(4-¢propdennn)-5-[(4-runpoxcununepuann-4-mn)mermn)-1H,4H,5H-nupazosno| 3,4-d jnupumunun-4-oHa
(mpomexxytouHoe coeauaenne 2-28, 1,0 r, 2,19 MMonb) 1 4-0KCOIUKIIOTeKCaH- 1 -kapOOHOBOM KUCIOTHI (TIOTY-
YEHHOW COTIIACHO METOJVKE, OIMCAHHOH B IpUMep 8, CTaaus 2, C HCIOIB30BAHUEM THII-4-OKCOIIMKIOTeKCaH- 1 -
KapOOKcHIaTa B KaueCTBE MCXOTHOTrOo BemecTBa, 625 mr, 4,40 mmoinb), 1,0 T, 49%). XKXMC: (MUDP) m/z 468
[M+H].

[IpomexxyTounble coequHEHHS B Taba. 26 ObUTH CHHTE3UPOBAHBI COTJIACHO METOJUKE, OMMCAHHON B TIPH-
Mepe 48 BhIIIIe.

Tabauna 26
XXMC:
[IpoMeXxyTOUHOS COeIMHEHME MCrionb 30BaHHEDL (ES)
Ne: npemueCTBeHHUK m/z
[M+H]
poMeXxyTOYHOE COeIMHEeHne 5- ((4-TUIOPOKCUNUIIEPUONH-
450
2-917aa. 5-((4-rupopoxcu-1- d-wmi)MeTmn) —1-pennn-1, 5-
(4- ourunpo-4H-nmpasoJo [3, 4-
OKCOLMKJIOTeKCaHKapOOHWIT) [T d] mnpuvmanH-4-oH, TOY
nepunnH-4-ui) MeTusi) -1- CcoJib U 4-OKCOLUMKJIOTEeKCaH—
bennn-1H-nupaszoino[3, 4- l-xapBoHOBaA KMUCJOTa
d] nupuMmmunuH-4 (5H) —oH
IpoMexyTOUYHOE COeIOMHEeHMUE
- (4-dTopdbenni) -3- ( (4-
2-920aa. 7-(4-dTopdbeHnm) -
TUIPOKCUNUIIepUONH- 4~
3-((4-rumporcu—1- (4-
Wi MeTun) -3, 7-ouruapo-4H-
OKCOLMKJIOTekCcaH—1-
ouppoJio [2, 3-d] IMpyUMUOVH- 467
KapOOHWIT) IUIlepUIVH—4—
4-ona, TOY conb u 4-
W) MeTwui) -3, /-ournopo-4H-
OKCOLMKJIOTekcaH—1-
ouppoJio [2, 3-d] nupuMmMOnH—-4-
KapBoHOBAaS KMUCJOTA
OH
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[Mpumep 49. IIpomexyrounoe coequnenue 2-116. 2-Iuknonponui-1,3-okcazon-5-kapOoHOBas KHCIOTa
OH

/

OH N
CmaOu,q 2 \
\/OWH: >\Br Cmadus 1 \/O\[(E M HOY“\/OM
O

MpomexyTouHoe coeguHeHue 2-116

Cramgus 1. Otun-2-muknonponui-1,3-okca3oi-5-kapOOKCHIaT.

B kpyrnononnyio kondy BMectuMocThio 100 MII, IpoyBaeMylo U cozepikaliyrocs B atMmocepe a3ora, 3a-
TpyXaiu 3THI-2-0poM-1,3-okcazon-5-kapookcunar (600 mr, 2,73 MMOIIB), IUKIONPONHIOOPOHOBYIO KHCIOTY
(377 wmr, 4,39 mmodb), Torryoun (30 M, 282 mmons), hocdar kamus (1,59 r, 7,49 mmons) B Bome (4 mur) u 1,1'-
(mudenundocoun) peppoueHmermieHxnopua namuiaaus auxiopuxa (12 mr, 0,06 mmons). PactBop nmepemernn-
Banu B TeueHue 16 4 npu 120°C B MacnsHo# OaHe. PeakiimoHHyr0 cMech racitd Bogoi (10 MiT) U IPOIYKT IKCT-
parupoBasii dTminaneratoM (3x20 mu). OObeAWHEHHBIE OpPTaHWMYECKWE CJIOW BBICYIIMBAIU Haja OE3BOIHBIM
Cynb(paToM HaTpus, PIIBTPOBAIN M KOHIICHTPUPOBAIH MOJ BaKyyMoM. Oca oK OYHMINATIH MPH MOMOIIU KOJO-
HOYHOU Xpomartorpaduu, MONPYsI ITHIAIETATOM/TIeTpoeHbIM ddupoM (o1 1:20 mo 1:5 06./06.), ¢ morydeHun-
eM 3THII-2-TIKIIonpomui-1,3-okca3on-5-kapookcunata (70 mr, 61%). XKXMC (ES) m/z 182 [M+H].

Cramus 2. 2-I{ukmonponui-1,3-okca3on-5-kapOoHOBas KHCIIOTA.

Turynenoe coenunenne (400 mr, 86%) morydanu corJacHO METOAWKE, OMMCaHHOH B npuMepe 10, cragus
2, ¢ WCIOJIb30BaHUEM JTHII-2-IUKIOMpOonwiI-1,3-0kcazon-5-kapbokcumnara (ctaaus 1, 550 mr, 3,04 MMoip) B
KagecTBe ucxomaHoro Bemectsa (400 mr, 86%). XJKXMC: (ES) m/z 154 [M+H].

IMpumep 50. [Ipomexyrounoe coequnenue 2-119. 1-Iuknonponmi-1H-umunazon-4-kapOoHoBas KHCIOTa
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N=\ OH =\
_NH _ Cmadus 1 __ N—Q Cmadusi 2 N N—Q
\\/O \\/ EE— HO\“/L§J
0 0

NpomexyTouHoe coeguHeHue 2-119

Cramus 1. Otun-1-muxnonponi- 1 H-umunazon-4-kapOokcuar.

B kpyrnononHyto koia0y BMecTUMOCThIO 250 Mit 3arpyxanu 3tii-1 H-umunazon-4-kapookcunat (500 mr,
3,57 MMOJIB), IMKIONPOMMIOOPOHOBYIO KuCiIOTy (614,7 mr, 7,16 mmonb), kapOonar Hatpus (757 wr, 7,14
MMOJIB), 1,2-muxnopartad (30 mi), 4,4'-Ounupuans (558 mr, 3,58 MMons) u amerat meau (646 mr, 3,56 MMOIIb).
ITonydyennyio cmech nepemerinBanu B Teuenue 16 4 npu 70°C u oxnaxaanu go 23°C. Tepapie BemecTsa yaa-
JSUTH TTyTeM QUIIBTPAIUU U GUIBTPAT KOHIICHTPUPOBAIH MO BakyyMoM. OcaJlOK OYHIIAIN IPH TOMOIIX KOJIO-
HOYHOW Xpomarorpaduu, 3JIoUpys sTuiianeraroM/nerposeiineiM adupom (1:1 06./06.), ¢ mosydennem stuin-1-
muknonponmi- | H-nmunazon-4-kap6okcmnara (300 mr, 47%). KXMC: (MOP) m/z 181 [M+H].

Cragus 2. 1-Iuknonpormin-1H-umunazon-4-kapbonoBas kucnora. TutynsHoe coequnenne (60 mr, 89%)
TOJTyYajl COTIACHO METOIWKE, ONIMCAHHOHN B TpuMepe 37, cTamus 2, ¢ UCTIOIb30BAHUEM JTHII- | -IIMKIIOTIPOTIHII-
1H-umuna3zon-4-kap6okcunara (cragus 1, 80 mr, 0,44 MMOITb) B Ka4eCTBE MCXOTHOTO BEIIECTBA M HUCITOJH30Ba-
mu nanee 6e3 ganpHermen ounctku. JKXMC (MOP) m/z 153 [M+H].

[IpomexxyTouHOe coeAMHEHHE B TaOJ. 27 TakKe CHHTE3MPOBAIN COTJIACHO METOIWKaM, OINUCAHHBIM B
npumepe 50.

Tabnuua 27
MC (M3P,
Vcnosk30BaHHE
[IpoMexy TOYHOS COoeIOMHeHue N m/z)
IpenuecTBEeHHUK
[M+H] .
[IpOMeXyTOUHOEe COeIMHeHMre 2-
120A & 2-120B. 1- MeTun-1H-nupaszsoj-3-
uukJonponuia-1H-nupasos-3- KapOOKCUIIaT "
153
rkapOOHOBasA KMCJOTa M 1- LMKJIONPONMIIOOPOHOBA A
uurJonponui-1H- nmpaszsos-5- KUCJIOTa

KapOOHOBaA KMUCJIIOTAa

MeTun-1H-nupaszsoja-4-
[IpoMexyTOUHOE COoeIMHEeHMre 2-
KapOOKCUJIaT U
121. 1-Huxjonponwmi—-1H- 153
LUUKJIONPONMIOOPOHOBAA
nupasoJi-4-KapOoHOBas KMUCJOTa
KICJIOTa
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IMpumep 51. IIpomexyrouHoe coequnenue 2-124. 4-bensniokcaszon-5-kapOoHOBas KHCIOTa
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[Ipomexxyrounoe coequHenue 2-124.

Cramus 1. MeTun-2-xJ0p-3-0kco-4-QpeHmioyTanoar.

B kpyriononnyio Kosndy BMECTUMOCTBIO 250 MII 3arpyskain MeTHiI-3-0kco-4-¢pennndyranoar (1,92 T, 9,99
MMOIIB), cyiabdypunanxiaopua (1,62 r, 12,0 mmons) u auxnopmetad (50 mu). [lomydeHHBIH pacTBOp nepeMern-
By B Tederne 1 u mpu 23°C u 3arem racunu Bonod (50 mur). IIpomyKT sKCTparmpoBav ITUXJIOPMETAHOM
(2x100 mi). OObeTMHEHHBIE OPTAaHMYECKHUE CIIOW TPOMBIBIN COJIEBBIM pacTBOpoM (50 MiT), BRICYIIMBAIN HAT
0e3BOo/IHBIM CyJb(aToM HaTpus, GUIBTPOBAIM M KOHLIEHTPUPOBAIH HOA BakyyMoM. Oca/loK OYMIIAIM TIPH HO-
MOIIY KOJIOHOYHON XpoMaTorpaduu, aIIonpys sTruiianeraroM/merponeitasiM adgpupom (ot 1:100 mo 1:30 06./06.),
C TMOJYYEHHEM METHII-2-XJop-3-okco-4-¢pennndyranoara (1,65 T, 73%) B BHIE TBEPAOTO KEITOTO BEIIECTBA.
KXMC: (UDP) m/z 227 [M+H].

Cramus 2. MeTun-4-6eH3MI0Kca30i-5-kapOoKkcHarT.

B kpyrioaoHHYIO0 KOJOY BMECTUMOCThIO 250 M1 3arpyxaid MeTHI-2-XJI0p-3-okco-4-peHundyraHoar
(ctamus 1, 2,26 T, 9,97 MmMoutp), MypaBeuHYI0 KucioTy (30 mu) u ammonus popmuar (2,31 r, 30,00 mmouts). TTo-
TydeHHBIH pacTBOp nepeMemuBanu B TedueHue 3 4 npu 100°C. Peaknmonnyro cMmech oxmaxkaany no 23°C u ra-
CHJIM HachINICHHBIM pacTBOpoM OmkapOoHnara Hatpus (50 mu). IIpoxykT skcTparmpoBanu stmiareraroM (3x50
Mi). OOBEIMHEHHBIE OPTaHUYECKUE CIIOU TIPOMBIBAIIN COJIEBBIM pacTBOpoM (50 MiT), BRICYIIMBaIN HAJl 0€3BO-
HBIM CyJnb(haToM HATpus, (GUIBTPOBAIH M KOHLIEHTPUPOBAIN MO BakyyMoM. OcafoK OYHIIAIH MPH TTOMOIIH
KOJIOHOYHOW XpoMaTorpaduw, MoNpys dTHIaneTaToM/metTpoiaeiHsM 3¢upom (ot 1:50 no 1:8 06./06.), ¢ momy-
YCHHEM MeTHI-4-0eH3mokca3on-S-kapookcunata (300 mr, 14%) B Bume TBepA0ro xkenTtoro Bemectsa. XKXMC:
(U2P) m/z 218 [M+H].

Cranus 3. 4-beH3MI0KCca301-5-KapOOHOBAs KHCIIOTA.

TurynapHOE COeMHEHHE TOJTydalli COTJIaCHO METOJMKE, ONMCAaHHOW B IpuMepe 8, cramus 2, ¢ UCIOJb30-
BaHHWEM MeTHI-4-0eH3MII0KCca30i-5-kapookernaTa (cramaus 2, 300 mr, 1,38 MMOJIB) B Ka4eCTBE HCXOTHOTO BEIIIe-
cTBa (IpoMexXyTogHoe coenuHeHue 2-124, 245 mr, 87%). XKKXMC: (UDP) m/z 204 [M+H].

IIpumep 52. ITpomexytounoe coenunenue 2-125. 4-(1-MeTUITUPPOTUINH-3-UIOKCH )OEH30MHASI KUCJIOTA

Hop
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Cmadus 1 p Cmadu,q 2 p
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MpomexyTouHoe coeaAnHeHue 2-125

Cramus 1. Otnn-4-(1-MeTHIIUPPOTUANH-3 -HIIOKCH )OEH30aT.

B kpyriononnyto xondy BmectumocTbio 100 Mi1, 000pyI0oBaHHYIO OaJIOHOM C a30TOM, 3arpykKaju IHIe-
punus-4-ox (1 T, 9,89 mmons), Tpudennndocdun (3,5 r, 13,34 mmoins), sTrin-4-ruapokcudensoar (2,25 r, 13,5
MMoOIb), Terparuapodypan (50 mi) u qusTHIa3oankapookcunar (3,45 r, 19,8 mmons). [lomydennstit pactBop
nepememuBanu 16 4 npu 23°C 1 KOHIEHTpUPOBAIU NoJ BakyyMoM. OcaZioKk OUYMIIATU MIPHU TOMOIIHN KOJIOHOY-
HOM XpomarorpaduH, oUpys dTHianeTaroM/nerposeiiHeM 3¢upom (1:1 06./06.) ¢ momydenuem stuin-4-(1-
METHITHPPOIHANH-3 -mtokcn)oen3oata (0,5 , 20%). KXMC: (MOP) m/z 250 [M+H].

Cramus 2. 4-(1-MeTwImuppouInH-3-UI0KCH ) 0CH30MHAs KHCIOTA.

TutynpHOE COEMHEHNE TIOTy4Yalll COTIaCHO METOMKE, ONMCaHHOH B mpuMepe 10, craaus 2, ¢ HCMOIb30-
BaHUEM STHI-4-( 1 -MeTmImupponuanH-3 -miokcn)oen3oara (cramus 1, 200 mr, 0,80 MMOJTB) B Ka4eCTBE HCXOHO-
ro BemecTBa (mpoMexxyTounoe coeanHerne 2-125, 0,15 r, 84%) B Buae enToro Macia, KOTOpoe HCIOIB30BAIN
6e3 manpHeinrel ounctku. XKXMC: (MDOP) m/z 222 [M+H].

[TpomexyTouHble coeMHEHHs B Ta0J. 28 HIKe ObUIM CHHTE3UPOBAHBI COTJIACHO METOJMKAM, OIHCaHHBIM
B Ipumepe 52.
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Tabauna 28
MC (M3P,
VcnionbB3OBaHHE
[IpoMexyToOYHOe CcoeIuHeHne Ne: m/z)
npenuecTBeHHUK
[M+H] .
TpeT-0yTUI-4-
[IpoMexXyTO4YHOe COoeIOMHeHne 2-
TUIPOKCUIIUTIEPUIUH~
477a. 4-(1-(TpeT-
l-rapBokcuiaT un 322
OYTOKCUKAPOOHWIT ) IUIIePUANH- 4 -
STUI-4-
MJIOKCK) OeH30MHasa KMUCcJoTa
TMOPOKCUBeH30aT
[poMexyTOYHOE CcoeIMHeHue 2- l-MeTHUINUIepUOINH-4—
126. 4- (l-MeTunnuilepuouH-4- oJI U B3TUI-4- 153
WIIOKCHK ) ©eH30MHasg KUCJIOTa TMOPOKCUBEeH30aT

[Mpumep 53. IIpomexyrounoe coequuenue 2-136. 4-(N-Metuncynbhamont)oeH30iHas KHCI0Ta
OH OH

o _NH,HCI

2
Ss N
o © N
MpomexyTouHoe coeanHeHue 2-136
B kpyriononnyto kon0y BMecTumMocThio 100 My, 000py10BaHHYIO MarHUTHOW MEIIAIKOH, 1O OPLIUSIM 3a-
rpyxamu TpudTmwiamuH (1 M), muxnopmeran (10 mi) u mMeraHaMuHruapoxiopun (362 wmr, 5,40 Mmons) u 4-
(xmopcynbonmn)oen3oitnyro kucnory (400 mr, 1,81 mmons) B nuxnopmerane (5 mut) npu 25°C. TlomydeHHbIH
pactBop nepeMeninBany B TedeHue 4 u npu 25°C. PeakunonHyoo cMech racuin Bono# (20 mur). [Ipoaykr sket-
parupoBasii dtrinaneratoM (3x30 mur). OObeAWHEHHBIE OpPTaHWMYECKHE CJIOW BBICYIIMBATU Haja OE3BOIHBIM
cynbhaToM HaTpusi, GUILTPOBAIN ¥ KOHICHTPUPOBAIH 1O BakyyMoM. Oca/loK OYMILAIM TIPH ITOMOIIM TIpeTia-
paTUBHOH TOHKOCJIOHHOW Xpomarorpaduu, MOUpys AuXIopMeTaHoM/MeranosoM (20:1, 06./06.), ¢ momy4yeHu-
eM 4-(MeTHUnCyIb(haMOWT)0OCH30MHON KHUCIOTHI B BHJE CBETIO-XKEJITOTO TBEPIOTO BEmIECTBA (IIPOMEKYTOTHOE
coenmHeHue 2-136, 214 mr, 55%). KXMC: (M2P) m/z 216 [M+H].
[Ipumep 54. ITpomexyrounoe coenunenue 2-140. 3-bensnn-1-metnun-1H-nupazon-4-kapOoHoBast KUCIOTA
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MpomexyTouHoe coeanHeHune 2-140

Cranus 1. Metun-3-6en3ui-1-metuin- 1 H-nupazosn-4-kapbokcnnar.

B xpyrnononHyto koi0y BmectuMocThio 100 Mi, mpoxyBaeMyro a30oTOM, 3arpykajid MeTwi-3-(0poM-
MeTwn)- 1 -metun-1 H-mupazon-4-kapookcunat (600 mr, 2,60 mmons), Pd(dppf),Cl,CH,Cl, (200 mr, 0,27 MMoIB),
kapOoHat xanwus (674 mr, 4,88 Mmoib), 1,4-muokcan (40 M), Boxy (4 min) u peHIITOOPOHOBYIO KUCIOTY (600 MT,
4,88 MMoup). [TomydeHHbIH pacTBOp nepeMenmuBanmy B TedeHune 16 1 mpu 100°C B atmocdepe azora. ITocie ox-
naxknenus g0 25°C, peakIMOHHYI0 CMeCh Tachiu BoJoW (20 MII) M MPOAYKT SKCTPArHpOBAIH ITHIIAIETATOM
(3%30 mir). OOBEIMHEHHBIE OPTaHUYECKUE CIIOW MPOMBIBAIN COJIEBBIM pacTBOPoM (3x20 Mir), BRICYIIMBAIH HAJ
0e3BOHBIM CYJIb(haTOM HATpUs, GUIBTPOBAIN M KOHIICHTPUPOBAIH MO BakyymMoM. OcaloK OYHIIANHU MPH TI0-
MOIIIA KOJIOHOYHOH Xpomarorpaduu, dIOUpys dTUarneTarom/meTposieiiusiM 3¢upom (1:1, 06./06.), ¢ momyde-
HHEeM MeTHI-3-0eH3mi- 1 -metni- 1 H-mmpazon-4-kap6okcniara (150 mr, 26%). (MOP) m/z 231 [M+H].

Cranus 2. 3-bensni-1-meruin-1H-nupason-4-kapOoHoBast KHCIIOTA.

TutyneHOE coelMHEHNE MOTyYalli COINIACHO METOJMKE, OIMMcaHHO! B npuMepe 10, cragus 2, ¢ UCNONB30-
BaHMEM MeTHI-3-0eH3mi-1-metni-1H-mpazon-4-kapbokcunara (cramust 1, 150 mr, 0,65 MMonb) B KadecTBe
HCXOITHOTO BEIIecTBa (mpoMexyTouHoe coeauneHue 2-140, 160 mr, > 95%). (UDP) m/z 217 [M+H].

[Mpumep 55. IIpomexyrounoe coenunenne 2-141. 1-Merun-3-(1-pennnatiin)-1H-nupason-4-kapbonosas
KUCIIOTa
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NMpomexyTouHoe coeauHeHune 2-141

Cramus 1. 1-(1H-Umunazon-1-un)-2-perumnmnponaH- 1 -oH.

B kpyrmomonHyo koi0y BMecTUMOCTBIO 500 M1, 000pyTOBaHHYI0O MarHUTHOW MEIIAJIKOH, 3arpyskainu 2-
(dbennnmponanoByto kuciaory (15 r, 100 mmons), anetorutpua (200 mur) u 1-[(1H-umunazon-1-wr)kapOoonun]-
1H-umunazon (16,2 r, 99,9 mmouns). [TomydeHHbIi pacTBOp nepememuBain B TedeHne 2 4 mpu 25°C. Cmech
KOHILICHTPUPOBAJIH IO/ BaKyyMOM M 0caoK pa3basisuin Bopoi (50 mir). [IpogyKT skcTparupoBaiy AUXIOpMe-
taHoM (3x100 mu1). OObeTMHEHHBIC OPTaHNYECKHE CIIOW TIPOMBIBAJIA COJIEBBIM pacTBOPOM (50 MiT), BRICYIITUBAIH
HaJl 0€3BOJHBIM CyJIb(aTOM HATPHsl, GHILTPOBAIN M KOHLEHTPUPOBAIH MOJ BakyyMoM ¢ noiydenuem 1-(1H-
UMHa30.1- 1 -1)-2-penmnmponan-1-ona (28 r, > 95%). KXMC: (ES) m/z 201 [M+H].

Cranus 2. OTui-3-okco-4-(eHWINEeHTaHOoAT.

B kpyrnonoHHyro Koi0y BMECTUMOCTBIO | J1, 000pyJOBaHHYIO MarHUTHOW MEIIANIKOH, 3arpyskaju 1-oTui-
3-xanust nponanauoar (35 T, 206 mmons), anerorntpun (500 mur), Tpuatminamud (31 r, 306 MMoONB), MarHus
xyopun (24 T, 252 mmodnb) u 1-(1H-umuaazon-1-wn)-2-bernnmnponan-1-on (ctagus 1, 20 T, 100 mmos). TTomy-
YeHHBIH pacTBOp nepeMenmuBanu B TedeHrne 10 4 mpu 25°C. CMech KOHIICHTPUPOBAIH oA BakyymoM. Ocamok
pasz6asmsim Bojo# (100 mir) M mpoxyKT sKcTparupoBanu anxiaopmeraHoM (3x100 mir). OObeqMHEHHBIE OpTraHH-
YECKHE CJIOW BBICYIITHBAIN HaJ OE3BOIHBIM CyIb(GaToM HATpus, QMIBTPOBAIN M KOHIICHTPHUPOBAIH MO BAKyy-
MoM. OcaZoK OYHIMANH MPH HOMOIIM KOJIOHOYHOW XpoMaTorpadud, SIIONPYS ITUIALETATOM/IEeTPONCHHBIM
a¢upom (1:1, 06./06.), ¢ momyuennem >Tui-3-okco-4-permnnenranoara (20 r, 91%). XKXMC: (ES) m/z 221
[M+H].

Craaus 3. Otun-2-[(1aMeTHIaMUHO )METHITUICH |-3-0KC0-4-(heHIIIICHTAaHOAT.

B Tpexropiyio KpyriomoHHYI0 KOIOy BMeCTHMOCTBIO 50 Mil, 000pyIOBaHHYIO MarHUTHOW MEIIaIKOH,
KOHJICHCATOPOM U TEPMOMETPOM, 3arpyxajiu 3THi-3-okco-4-¢pennmnenranoar (cragus 2, 1 1, 4,54 mmons) u
N,N-gumernnpopmamuna qumermianerans (30 mn). [lonmydeHHBI pacTBOp nepeMelInBaiy B TeueHne 1 4 npu
110°C. Ilocne oxnaxnaenus a0 25°C cMmechb KOHLEHTPUPOBAIM IOJ BAKYyMOM C IIOJIydE€HHEM 3TUII-2-
[(auMmeTHIaMEHO )MeTHITHICH | -3-0KCO-4-(eHIIIeHTaHoaTa B Buae xkentoro macna (1 r, 80%). XKXMC: (ES)
m/z 276 [M+H].

Cramus 4. Otun-1-metun-3-(1-dpennmtin)- 1 H-nmupazon-4-kapOokcuar.

B kpyrnogonHyto kon0y BMecTHMOCTBIO 100 Mi1, 000pyIOBaHHYIO MAarHUTHOW MENIANIKOH, 3arpykaiu
3TWI-2-[ (AMMETHIIaMUHO )METHITHACH] -3 -0Kkc0-4-peHmmentanoar (ctaaus 3, 550 mr, 2,00 MmMoutb), sTanon (20
MIT), pacTBOp MeTmiruapasusaa B Bozae (10 mi, 40%) u tpmsTimamuH (606 Mr, 5,99 MmMons). [loxydennstit pac-
TBOp TepeMentuBaIn B TeueHune 3 4 mpu 25°C. PacTBopuTens ymansuii TOJ BaKyyMOM W OCAJIOK pa30aBisuiH
Boaoi (20 mu). [IpoxykT skcTparupoBanu dtwaneratoMm (3x30 mi). OObenUHEHHBIE OPTaHUYECKHE CIIOW BBI-
CymMBany Haja Oe3BOJAHBIM Cyib(haToM HaTpHsl, (QMWIBTPOBAIN M KOHIEHTPUPOBaNIM MOA BakyymoM. Ocaaok
OYMIIATIHM TIPH TIOMOINM KOJIOHOYHOM Xpomartorpaduu, sarouMpysl sTHianeraTom/merpoieiHsM sdupom (1:1,
00./00.), ¢ nomyuennem 3tmi-1-metii-3-(1-penmmatiin)-1 H-nupazon-4-kapdokcnnara (340 mr, 66%). XKXMC:
(ES) m/z 259 [M+H].

Cranus 5. 1-Metun-3-(1-denunatin)-1H-nupazon-4-kapOoHoBas KuCOTA.

TurynapHOE CoeMHEHNE TIOTyYalll COTJIaCHO METOJIMKE, ONMCaHHOH B npuMepe 10, craaus 2, ¢ MCIOIb30-
BaHUEM JTHII- 1 -MeTm-3-(1-hernmtun)- 1 H-upazon-4-kapookcmnara (cragus 4, 340 mr, 1,32 MMoIp) B Kade-
CTBE HCXOIHOTO BemlecTBa (mpoMexyTouHoe coemmuenue 2-141, 300 mr, > 95%). XKXMC: (ES) m/z 231
[M+H].

[Ipumep 56. [TpomexyTounoe coenunenue 2-144. 3-bensnn-5-metnn-1,2-okcazon-4-kapOOHOBas KHCIOTA
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MpomexyTouHoe coeanHeHue 2-144

Cramus 1. Metun-(2E)-2-anetnin-3-amuHo-4-heHunoyT-2-eHoar.
B Tpexropiyio KpyriiogoHHYIO KoJ0y BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpyKaim MeTui-3-okcodyranoar (3,24 mi, 27,9 mmoins), SnCl, B nuxiiop-
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metane (3,5 mu, 3,50 mmois, 1M), Toryon (40 M) u 2-¢pennnaneronntpuia (3,46 mi). IlomydeHHslit pacTBop
nepememuBanu B TeueHue 2 4 npu 110°C. Ilocne oxnmaxaenus no 25°C TBepible BellecTBa yAAISIU IMyTeM
dunpTpanuu. OuibTpaT pazdaBmsuii Bogoi (20 mur). [TonydeHHYI0 cMeCh 3KCTParupoOBaIH JAHXJIOPMETAHOM
(3%x20 mi). OObeMHEHHBIE OPTaHUYECKUE CIIOM MPOMBIBAIM HACHIIIEHHBIM OukapOoHaToM amMMmoHus (20 M),
BBICYIITUBAIA HaJl O€3BOIHBIM CyJb(paToM HATpHs, (GUIBTPOBAIN M KOHIICHTPUPOBAIH MO BakyyMoM. Ocalok
OYHIIAIA TIPH TIOMOIIK KOJIOHOYHOW XpoMaTorpaduu, dIIOUPYS dTHIIANETATOM/TIeTpoieiHbM ddupom (1:10,
00./00.), ¢ monyderanem MeTwi-(2E)-2-anetun-3-amuHo-4-peHnnOyT-2-eHoata B Buue xkenroro macia (3,2 T,
49%). KXMC: (ES) m/z 234 [M+H].

Cramus 2. MeTuin-3-6eH3mt-5-MeTui- 1,2-okca3zon-4-kapOOKCHIIaT.

B Tpexropiyio KpyriiogoHHYIO KoJ0y BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJICHCATOPOM M TEPMOMETpPOM, 3arpyxaiu TpudtTiiaamut (0,75 mi), atanoxn (15 mur) un runpoxcuinamu (375
mr, 11,35 mmonb). Cmech nepeMemmmBainy B Teuenue 1 4 npu 25°C nepen nodasnennem mMetni-(2E)-2-anerwnn-3-
aMuHO-4-peHnnoyT-2-cHoarta (cragus 1, 1,05 1, 4,50 MmMoub).

Peaknmonnyro cMmecs Harpesanu a0 100°C u nepememuBanu B TedeHue 5 4. [locae oxnmaxaenus po 25°C,
MOJIYYCHHYIO CMECh KOHLIEHTPHPOBAIH MO BakyyMoM. Oca/loK OYHIIAIM IPU MOMOIIM KOJIOHOYHONH XpOMaTo-
rpadum, >IOUPYS dTHIANETaTOM/TIeTpoieiapM 3dupom (1:5, 00./06.), ¢ momydeHHEM METHII-3-0CH3MI-5-
MeTHi-1,2-0kca3zon-4-kapOokcminara B Buze xenroro macia (800 mr, 77%). KXMC: (ES) m/z 232 [M+H].

Cramus 3. 3-ben3mn-5-metni-1,2-okca3on-4-kapOOHOBasT KUCIIOTA.

TurynpHOE COeANHEHUE MOTYYaIl COTTIACHO METOMKE, ONTMCAaHHON B mpuMmepe 14, ¢ Hcronbp30BaHUEM Me-
THN-3-0eH3mI-5-MeTri-1,2-okcazon-4-kapbokcunara (ctaaus 2, 300 mr, 1,30 MMOab) B KauyecTBE HCXOIHOTO
BelecTBa (mpoMexxyTogHoe coeaunenue 2-144, 0,15 r, 53%). XKXMC: (ES) m/z 218 [M+H].

[Mpumep 57. Ilpomexxyrounoe coequnenue 2-147. 1-Merun-4-(1H-nmupazon-4-wn)nunepasnHa THAPOXIO-
pun

—N  NH Ph H
o ) Ph—f o H
J~Ph Cmaous 1 I N, Cmadus 2 LN
N Iy T
\ ) N
N
L ﬁ N ,\Q HCI

s
/N MpomexyTouHoe coeguHeHune 2-147

Br

Cranus 1. 1-Metun-4-(1-tputiin-1H-nupazon-4-nn)nunepasus.

B Tpexropiyro KpyriogoHHy0 K00y BMecTUMOcThio 100 M1, 000pymoBaHHYIO OAUIOHOM C a30TOM, Mar-
HUTHOU MEITAJIKOH, KOHJICHCATOPOM M TEPMOMETPOM, 3arpyxanu 4-6pom- 1 -(tpudernamerwn)- 1 H-mupason (1 T,
2,57 MMomnb), 1-metrnmunepasun (516 mr, 5,15 MMoub), TpeT-0yTokcua HaTpus (743 mr, 7,73 MMOJIB), TOTYOI
(30 mun), agmykT TpUC(ANOSH3MIHIEHAIIETOH ) ANl us-xaopodopma (207 mr, 0,20 mmons) u X-Phos (123 wmr,
0,26 mMmois). PactBop mepememmBanu B TeueHue 16 1 npu 120°C B macnsHoi 6ane. [locie oxyaxaeHus 10
25°C peaknuoHHyI0 cMech racuiau Bogoi (30 mur). [IpoaykT akcTparupoBaim sTrnaneraToM (3x30 mi). O0be-
JUHEHHBIC OPTaHWMYECKUE CJIIOM BRICYIIWBAIN HAJ 0€3BONHBIM Cynb(aToM HATpHs, GIIBTPOBAIN U KOHIIEHTPH-
poBau mox BakyyMoM. Ocaliok OYHINANU TPH MOMOIIN KOJOHOYHOW Xpomarorpaduu, Moupys IUXJI0opMeTa-
HoM/MeTanosoM (10:1, 06./00.), ¢ momyuerunem 1-metmn-4-[ 1-(tpudenmnmetin)- 1 H-mupason-4-wi|numnepa3una
B BUJIC TBepAOro kopuuHeBoro Bemectra (200 mr, 19%). KKXMC: (M5P) m/z 409 [M+H].

Cranus 2. 1-Metun-4-(1H-nmpa3zon-4-wn)nmunepasuHa.

I'mppoxnopun B kpyrinononnyto koi0y BMectiMocThio 100 Mi1, 000pyI0BaHHYI0 MarHMTHOM MeEIIaKoH,
3arpyxaimu 1-metun-4-[ 1-(tpudennnmernn)-1H-nupazon-4-un|nunepasun (cragus 1, 200 mr, 0,49 mmons) n
XJIOPHUCTHIN Bogopon B 1,4-quokcane (15 mut, 3M). PactBop nepemermuBaiii B TedeHue 2 4 pu 25°C 1 KOHIICH-
TpupoBanu 1oj BakyymoM. Ocamok pazbasisun dtwmaneratoMm (20 mur). TBepable BeniecTBa COOMpPATU MyTeM
dbumbTpanuy, TpoMbIBaK dTHIaeTaToM (10 MIT) B BRICYIIMBAIN B CYIIMIILHOM mKady ¢ momydenuem coiau HCl
n 1-metun-4-(1H-nupa3zon-4-mi)numnepasuHa (MpoMexyTodHoe coequaerue 2-147, 250 mr). XKXMC: (UDP) m/z
167 [M+H].

ITpumep 58. IIpomexyTtounoe coequnenue 2-148. 2H,4H,6H,7H-nupano[4,3-c]nupaszon

o o N7 H
fjj Cmadus 1 fjj/ Cmadus 2 H/j/‘N
(0]
S o

MpomexyTouHoe coeauHeHue 2-148

Cramus 1. (Z)-3-((lumeTrniaMuHO )METHIICH )-Te TparuIponupaH-4-oH.

B Tpexropiyio KpyriiogoHHYIO KoJOy BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpykainu okcaH-4-oH (1 r, 9,99 mmoins), IMPA-JIMA (30 mm). PactBop
nepememuBain B Tedenre 3 4 npu 110°C. Peaknmonnyio cMech oxiaxkaanu A0 25°C U KOHIEHTPUPOBAIH TIOT
BaKyyMOM c mnonydeHueM (Z)-3-((aumermnamuHo)MetwiieH)Terparuapo-4H-nmupan-4-ona (600 wmr, 39%).
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KXMC: (UDP) m/z 156 [M+H].

Cranus 2. 2H,4H,6H,7H-ITupano[4,3-c]nupa3zoi.

B Tpexropnyro KpyrioJOHHYIO KOJOY BMECTUMOCTHIO 50 MiI, 000pYyZOBaHHYIO MarHUTHOH MEIIAIKOM,
KOHJCHCATOPOM M TEPMOMETPOM, 3arpyxanu (Z)-3-((ammeTnnamMuHO)METHIICH)TeTparuapo-4H-nmupan-4-on
(ctamus 1, 600 mr, 3,87 mmois), ruapasud (1 mir) u ataHoa (20 mur). PacTBop mepeMenuBaiy B TCUSHHUE S5 9 pH
90°C m oxmaxaanu j0 25°C. PacTBOp KOHIEHTPHUPOBAIHN O BAKYyMOM H OYHINATH TPH IIOMOIIN KOJOHOTHON
xpoMaTtorpadum, >3moupys auxiopmeranom/meranosom (30:1, 00./06.), ¢ momyuenmem 2H,4H,6H,7H-
nrpaHo[4,3-c]nupasona B BUAE TBEPAOTO OeIoro BemecTsa (mpoMexyTogHoe coequaenue 2-148, 300 mr, 63%).
KXMC: (UDP) m/z 125 [M+H].

ITpumep 59. IIpomexxyTouHOE COEIIHEHUE 2-149. 5-((1-(LuxnonponankapOoHm)-4-
THAPOKCHIHIIEpUANH-4-mn)MeTrn)-1-(4-(4,4,5,5-rerpamernn-1,3,2-nnokcabopomnan-2-wui) pennn)- 1 H-nupaso-
110[3,4-d[mupumunua-4(5H)-on

%NOYA Aol %@M

O

O/B\

B #72 MpomexyTouHoe coeanHeHune 2-149

B Tpexropiyro KpyriogoHHY0 KOJIOY BMECTUMOCTHIO 250 Mi1, 000pyIoOBaHHYIO OAJUIOHOM C a30TOM, Mar-
HUTHOW MEIIAJIKOW, KOHAEHCATOPOM U TEPMOMETpPOM, 3arpyxamu 1-(4-Opomdenmn)-5-((1-(mukmonpoman-
KapOoHwW )-4-ruapokcununepuana-4-mwn)metwin)- | H-mupazono[ 3,4-dJmupumuaua-4(5SH)-ou (2,5 T, 5,29 MMOIIb),
4,4,5,5-rerpameTtnin-2-(terpameTii-1,3,2-nrokcaboponan-2-mn)-1,3,2-nuokcadoponan (2 r, 7,88 MMoIb), KOM-
wiekc 1,1'-6uc(mudenundocduno) dpeppouennammaausa(ll)quxnopuna n quxinopmerana.

(217 wmr, 0,27 mmous), antetat kamus (1,56 T, 15,90 mmons) u N,N-gumetundopmamus (50 mi). [lomryuen-
HBIIT pacTBOp nepemeninBainy B Tedenue 5 4 npu 90°C B atmocdepe azora. [locne oxnaxnenus no 23°C peaxk-
IIMOHHYIO cMeCh mpoMbIBaH Bogoi (200 mur). [Tpoaykt skctparupoBanu stunaneratoM (4x200 mu). O6bean-
HCHHBIC OPTaHUYCCKUE CJIOW BBICYIIMBAIHM HaJ OC3BOIHBIM CyITb(haToOM HATpHUs, (PHIBTPOBAIH U KOHIICHTPHPO-
BaJIM 1OJI BaKyyMOM. TBepJblc BelIecTBa cCOOHMpaiy myTeM (pribTpanuu, nmpoMmbiBad MetanoioMm (100 M) u
BBICYIIMBAIM B CYIIMJIbHOM mKady ¢ nomydenueM S-((1-(umkionponankapOOHMIT)-4-THAPOKCUITHIIEPHIH-4-
nn)mernn)-1-(4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-un)permn)- 1 H-mupazono[ 3,4-d |mupumuun-
4(5H)-ona (mpomexxyrouHoe coenunenue 2-149, 1,80 r, 65%). 'H-sIMP (400 MI'u, AMCO-dg) & 0,65-0,75 (m,
4H), 1,32 (s, 12H), 1,35-1,65 (m, 4H), 1,92-2,00 (m, 1H), 2,92-3,01 (m, 1H), 3,34-3,45 (m, 1H), 3,95-4,15 (m,
4H), 4,97 (s, 1H), 7,86 (d, J=8,4 I'n, 2H), 8,17 (d, J=8,4 T'u, 2H), 8,39 (s, 1H), 8,40 (s, 1H). 2KXMC: (MOP) m/z
520 [M+H].

IIpumep 60. TlpomexxyrouHoe coemuaenue 2-152. 4-((1-(3-Bpombenmn)-4-oxco-1H-mmpazono[3,4-d]mm-
pI/IMI/I,Z[I/IH-S(4H)—I/IH)MCTI/IH)—4-FI/I,Z[pOKCI/I-N,N—Z[I/IMGTI/IHHI/IHCpI/IZ[I/IH 1-xapOokcamu

2 N cl.
T O ﬁ)
\N 7 NH \ ~
N TFA © T
DIEA.DCM I'Ipomex(yTquoe coefuHeHue 2-152

Br Br

B kpyriononnyto kondy BMecTuMocTbI0 250 M 3arpysxanu T®Y conp 1-(3-6pomdpennin)-5-((4-ruapoxcu-
nunepunuH-4-uin)metin)- 1 H-mupazono| 3,4-d Jnupumuana-4(5SH)-ona (4,40 1, 9,98 MMons), auxmopmetan (100
i) u DIPEA (3,87 1, 29,94 mmons). Tlocne atoro mob6asmsimu pactBop N,N-mumernnkapoamornxiaopuna (1,28
r, 11,90 Mmmoip) B auxiopmerane (30 mir) npu 0°C. [ocne nodaBieHus NOTYYEHHBIH PacTBOP MEpEeMEINBAIN B
teyenue 1 1 nmpu 0°C. PeakmmoHHyI0 CMeCh 3aTeM racwiu godasienreM 50 mut Boabl. [lomydeHHyI0 cMeCh 9KCT-
parupoBanu guxyopmeranoM (3x100 M) n opraHudeckue ciou 00beANHSIIH, TPOMBIBAIIN COJIEBBIM PACTBOPOM
(100 mur), BBICYIIMBAIIN HaJ O€3BOJHBIM CYIh(GaTOM HATPHUS, GHUIBTPOBAINA W KOHIICHTPUPOBAIH IO/ BAKYYMOM.
Ocaziok oYWK MPHU MMOMOITY KOJOHOYHOH XpomaTtorpadum, 3Ioupys AuxjiopMmeraHom/meraHoiom (20:1,
00./06.), ¢ momyuenueMm 4-((1-(3-6pompennn)-4-okco-1H-mupazono[3,4-d|mupumunun-5(4H)-mn)meTwn)-4-
ruapokcu-N,N-gumerrmunepuanH- 1 -kapbokcamima (poMexyTodroe coemuuenne 2-152, 3,28 r, 69%). 'H-
SAMP (400 MI'u, IMCO-d¢) 6 1,36-1,39 (m, 2H), 1,54-1,61 (m, 2H), 2,72 (s, 6H), 2,95-3,01 (m, 2H), 3,27-3,32
(m, 2H), 4,04 (s, 2H), 4,88 (brs, 1H), 7,53-7,57 (m, 1H), 7,60-7,63 (m, 1H), §,12-8,15 (m, 1H), 8,34 (t, ]=2,4 I'm,
1H), 8,40 (s, 1H), 8,41 (s, 1H). KXXMC: (UD9P) m/z 475, 477 [M+H].

Tabmuna 29. [IpoMexxyToyHbIe COeTUHEHHS B TabJ. 29 MoyJaiy COrJIaCHO METOJHKE, ONIMCAHHOHN B NpH-
Mmepe 60.
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Tabmuna 29
MC (M3P,
VICcniosib B0OBaHHEDI
[IpoMeXyTOUHOE COeIMHeHMue N m/z)
npemueCcTBeHHUK
[M+H] .

1- (3-6pom-4-
[IpOMeXyTOUYHOE CoeIuHeHue 2-
bropbenni) -5-( (4-
828a. 4-[[1- (3-0Bpom-4-
TUIPOKCUNIUIIEPUINH- 4~
bropbenns) -4-oxco-1H, 4H, 5H-
wi)MeTms) -1, 5-
nupasoJio[3, 4-d] nupuMuouH-5- 493
ouruopo-4H-
uilmerni] —4-runpokcu-N, N—
nupasoJyo[3,4-
OUMe TUIINUIepUnyH-1-
d] nupnMvmouH-4-0H,
KapOoOKCaMUI
TOY coJib

[Mpumep 61. IIpomexyrouHoe coequnenue 2-103a. Metmi-4-rugpokcu- 1 -MeTHIIINKIOTeKCaHKapOOKCHIIaT
0 OH

/O —— _O

0 o

Cramus 1. MeTun-4-ruipokcu- | -Me THITITUKIIOTeKCaHKapOOKCHIIaT.

B tpexropiyio KpyriogoHHy0 Koja0y BMecTUMOCThI0 100 Mir, 060pyI0BaHHYI0 MarHUTHOW MEMIAIKONW U
TEPMOMETPOM, 3arpyKajau MeTHII- | -MeTHiI-4-0oKkcomuKiIorekcan- 1 -kapookeunar (552 mr, 3,24 MMoJb) U MeTa-
HoJ (20 Mur). 3aTem nmobamisuin Goporumpun Hatpus (226 mr, 5,97 mmons) mpu 0°C. TloaydeHHBIH pacTBOp Iie-
pememmBany B TedeHue 3 4 npu 0°C ¥ KOHIEHTPUPOBAIH 07 BAKyyMOM. TBepable BemecTBa (pHIbTPOBaIN U
npoMbIBaK dTHianeTaroM (3x50 mur). @uiabTpaT KOHIEHTPUPOBAIH IO BAKYYMOM C TOJIyY€HHEM METHII-4-
THIIPOKCH- | -MeTHIIIUKIOTeKcaH- | -kapookcunara (400 mr, 68%). XKXMC: (U3P) m/z 173 [M+H].

[Mpumep 62. IIpomexyrounoe coequnenue 2-67. S-(IInpuanH-2-nIOKCH)THKOIMHOBAST KUCIOTa
HO

U MegeW 1 o
—_——

(o] MpomMexyTouHoe fo)
coeauHeHue 2-67

Cranus 1. Otun-4-(mupuanH-2-UI0KCH ) IMKIIOTeKCaH- | -kapOoKcHIIar.

B Tpexropayio KpyriiofoHHYIO KoJIOy BMecTUMOCThIO 100 Mii, 060pyA0BaHHYIO OAIZIOHOM C a30TOM, 3a-
TpYyXaJld STHI-4-THIPOKCUITHKIOTeKcaH- 1-kapbokennar (1,81 1, 10,51 mmons), mupuaua-2-on (500 mr, 5,26
MMouIb), Tpudenmndochun (2,76 t, 10,52 mmonns) u Terparuapodypan (20 mur). PactBop maudTriazogukapOok-
cunara (1,83 1, 10,51 mmons) B TeTparuapodypane (5 mu) godasmsutu npu 0°C. [TomydeHHBIH pacTBOp TiepeMe-
muBayK 16 9 ipy 23°C 1 3aTeM KOHIIEHTPUPOBAIH MO BaKyyMoM. OcaoK OYHINAIH MPH TOMOIIH KOJIOHOTHOH
XpoMaTtorpadu, HTOUPYS dTHIAIeTaTOM/TIeTposieHbIM ddupom (oT 1:30 mo 1:10 06./06.), ¢ moTydeHHEM STHII-
4-(nupuanH-2-WIOKCH)IIMKIIOTeKcaH- | -kapookcuinara (600 mr, 46%). XKXMC: (UDP) m/z 250 [M+H].

Cranus 2. 4-(ITupunuH-2-1I0KCH ) IUKIIOTeKcaH- 1 -kapOOHOBas KHCIIOTa.

TurynapHOE COeMHEHNE TIOTyYallil COTJIaCHO METOJIMKE, ONMCcaHHOl B npuMepe 10, craaus 2, ¢ MCIOIb30-
BaHMEM 3THI-4-(TIMpUANH-2 -MIIOKCH)IMKIIOTeKcaH- 1 -kapookcuiara (ctagus 1, 600 mr, 2,41 MMoIb) B KayecTBe
HCXOJTHOTO BEIIECTBa (IPOMEKYTOUHOE coeanHeHue 2-67, 450 mr, 85%). XKXMC (U3P) m/z 222 [M+H].

[Mpomexyrounsle coeauHeHnst B Taba. 30 HMKe OBUTM CHHTE3MPOBAHBI COTIACHO METOJHMKAM, IPHUBEACH-
HBIM BBIIIE.

Tab6sma 30
MC (MU3P,
Mcrionb30BaHHEL
[IpoMexyTOUYHOe coeIuHeHue N: m/z)
npemuecTBeHHNK
[M+H]
[IpoMeXxyTOUYHOe CoeIMHeHue 2- OUPUOMH-2-0JI ¥ MeTUJI—
103. 1-MeTwmi-4- (IMPUIOIMH-2- 4-rynporcu-1- 236
MJIOKCH) LMKJIOTeKCcaHKapBOoHOBAas MeTUJILIMKIIOTeKCcaH—-1—
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KMCJIOTa KapBokrcuaT
(MIpoMexy ToYHOe
coemmHeHne 2-103a)
[IpoMeXyTOYHOe CcoeguHeHue 2- 5-dTOopPIMPUIONH-2-0J U
104. 4-[ (5-dTopnupuanH-2- STUII-4-
WJI) OKCH ] LMKJIOTekcaH—1— IMOPOKCHULMKIIOTEKCAaH- 240
KapOOHOBada KMUCJIOTa l-xkapbokcumuatT
[IpoMeXyTOYHOe CcoeguHeHue 2- 6-dTopnMPUIMH—-2—0JI
105. 4-(6-QTOpPNMPUINH-2- STHI-4-
MJIOKCM) LUKJIOTeKCaHKapOoHOBAaS TUOPOKCULUKIIOTEKCaH— 240
KMCJIOTa l-xkapbokcumuat
3-TUIPOKCUNIMPUINH U
[IpOMeXyTOUYHOE COeIMHEeHue 2-
STHI-4-
106. 4- (IMPUIOMH-3-UJIOKCH) 222
IMIOPOKCULMKIIOTEeKCaH-
LUMKJIOTE€KCaHKapOOHOBaA KMUCJIOTa
l-xapbokcuaaT
[IpoMeXyTOYHOe CcoeIuHeHue 2- umc-4-
113. (1r,4r)-4- (IIupuanH-2— TUOPOKCULIUKIIOTEKCAaH—
MJIOKCM) LMKJIOTeKCaHKapOoHOBas l-xapbokcuiarT u 22z
KICJIOTa OUPUOMH-2-0JI
[IpoMeXyTOYHOe CcoeIuHeHue 2- MeTus- (lr, 3r) -3-

128. (1s,3s)-3- (mMpuanH-2— TUIPOKCUINKIIOBY Tan-1~
MJIOKCH) UMKJIOOyTaH-1-kKapboHOoBAasd KapOOKCUJIaT U Lo
KMCJIOTa OUPUOMH-2-0JI

[IpOMeXyTOYHOE COoeIMHeHue 2- unc-4-
4000. (lr,4r)-4-((2- TUOPOKCULIUKIIOTEKCaH—
Me TUJINVPUMUOVH-5— l-xapboxkcujaT U 2- 237
WJI) OKCM) UMKJIOTeKcaH-1- MeTui-4-
KapOOHOBasa KMCJIOTa TUOPOKCUIMPYIMUIVH

IIpumep 63. ITpomexyrounoe coeaunenue 2-68. S-(ITupuanH-2-AIOKCH ) TUKOIWHOBAS KUCIOTA
N._.Br

-

Q J O_N
- N Cmadus 1 NSO IN\ Cmadus 2 NS
0 o N = ' HO Z =
—
OH o o)

MpomexyToUHOE
Cramus 1. MeTun-5-(mupuauH-2-MI0KCH ) TUKOJINHAT.

coeanHeHne 2-68

B kxpyriogoHHy0 kKos0y BMECTUMOCTHIO 50 MII 3arpykaid METHII-5-THIPOKCHITHPHUINH-2-KapOOKCHIIAT

(306 mr, 2,00 mmodh), kKapOoHAT Kanwus (552 mr, 3,99 MMoub) u 2-6pommmupuans (632 mr, 4,00 mmois) B JIMDA
(10 mu). TosryueHHsIid pacTBOp nepememuBaiy B Tedenue 3 1 npu 150°C u oxnaxaanmu no 23°C. PeakmmoHHyI0
cMech racHiM BoJoH (20 MIT) M IPOAYKT 9KCTparupoBain auxjaopmeraHoM (3x10 mur). Opranuyeckue ciou 00b-
€VMHSIH, BBRICYIINBAIN HajJ 0€3BOAHBIM CYNIb(haTOM HAaTpHs, GIIBTPOBAIN M KOHIIEHTPUPOBAIHN O] BAKyYMOM.
OcaZioK OYHWIIATK MPH TOMOIIM TpernapaTHBHOW TOHKOCIOWHOW Xpomarorpaduu c dmroupoBanuem 1/30-1/4
stuanerata/nerposerinoro 3¢upa (ot 1:30 mo 1:4 06./06.) ¢ momydeHneM MeTHI-S-(TTUPUIUH-2-HUIOKCH )TTH-

konmHata (320 mr, 70%). XKKXMC: (UDP) m/z 231 [M+H].

Craaus 2. 5-(ITupunuH-2-UI0KCH ) TUKOJIMHOBAST KUCIIOTA.

THTyHLHOC COCAMHCHUC TOJTyYalikd COrIaCHO MeTOHHKG,OHHC&HHOﬁ B IpuMeEpe 8,CTaﬂHﬂ 2,C HCIIOJIB30-

BaHUEM METHI-5-(MUpUANH-2-MIIoKcH)mukoauHarta (ctamus 1, 230 mr, 1,00 MMoJb) B Ka4eCcTBE MCXOIHOTO Be-

niectBa (mpoMexyTouHoe coeaunenue 2-68, 180 mr, 83%). XKXMC: (U3P) m/z 217 [M+H].

COC,Z[I/IHCHI/IH HIDKE Tak)Ke ObLIH CUHTE3UPOBAHBI COTJIACHO METOJMKAaM, OITMCAHHBIM BBIIIC.
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Tabmuma 31
MC
VICNIOJNIE BOBaHHE (3P,
[IpoMeXyToOUHOe COoeOuHeHMue N:
IpequecTBEeHHNK m/z)
[M+H]

[IpOMeXyTOYHOe COeIOMHEeHue 2-
4-TunpoxrcrubeH30MHAa A
69. 4- (IlupuouH-2- 216
KUCJIOTa M 2-XJIOPIUPUIUH
UIJIOKCHU) OeH30MHasa KUCJIoTa

[IpoMexyTOUYHOE COeIMHeHue 2- d-rugpokrcubeH30MHa A 217
70. 4- (mMpUMUMIOUH-2-— KUCJIOTa M 2-
MJIOKCHK ) BeH30MHasa KUCJOoTa SpOMIMPUMUINH

IIpoMexyTOUYHOe COeAMHeHMre 2-
umc-4-
169. (lr,4r)-4-((5-
TMAPOKCULUMKIIOTEKCaH—1—
LUMAaHONIMPUIONH-2— 247
KapfokcujaaT U 6-—
MJI) OKCHU) UMKJIOTeKcaH—1-
XJIOPHUKO TMHOHUTPWIT
KapOOoHOBAsA KUCIOTAa

Hpomexy'roqnoe COoeMHEHNE 2-

170. (lr,4r)-4-((6-

unc-4-

IMOPOKCULMKIIOTeKCaH—1—
MeTUINNPa3UH—2— 237
KapOoKCUJIaT M 2-XJop-6-
MJI) OKCU) UMKJIOTeKcaH—1 -
Me TUJININPa3uH
xrapOoHOBasa KUCJOTa

IpoMexyToOUHOe coeIuHeHue 2-
umc-4-
171. (lr,4r)-4-((2-
TUOPOKCULVKIIOTEKCaH—1~
Me TUIIIUPUMUONH— 4 — 237
xapbokcuiar m 4-xJjop-2-
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MJIOKCK) OeH30MHAasA KUCJOTa MeTuJI- lH-nmupas30J

[IpoMexyTouHOe CcoeIMHeHMre 2-
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[Mpumep 64. IIpomexxyrounoe coequnenune 2-102. 4-(ITupuMuanH-2-nIOKCH)IMKIOTeKCaHKapOOHOBas K-
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Cranus 1. OTun-4-(MMpUMHUINH-2 -HIOKCH ) [IUKJIOTeKCaHKapOOKCHIIAT.

B tpexropnyio KpyrionoHHyo koiOy BMecTuMocThio 100 Mi1, 000pynoBaHHYIO OaJUIOHOM € a30TOM, Mar-
HUTHOHM MEIIAJIKOH, KOHJIEHCATOPOM U TEPMOMETPOM, 3arpyKaiH dTUI-4-TUIPOKCUIIMKIIOTEeKCaH- | -kapOoKcniaT
(1r, 5,81 mmons), Cul (111 mr, 0,58 mmoins), Cs,COs (3,79 1, 11,6 MMomb), TOyo:d (25 Mit), 2-XJIOPIUPUMUIAAH
(665 wr, 5,81 mmous), 1,10-dpenantponnn (209 mr, 1,16 Mmmois). ITonmydeHHBIH pacTBOp NEpeMEIINBAIIH B TeUe-
Hue 24 4 npu 120°C B macusHoi OaHe. Ilomyuyennsiit pactBop oxiaxnanu 1o 20°C u racwim Bogoit (50 mi).
[ponykr skcrparupoBasu stminaneTatoM (5x50 mi). OObeANHEHHBIE OpPraHUYECKHE CJIOW BBICYIIMBAIN Hal
0e3BOHBIM CYJIb(haTOM HATpUs, GUIBTPOBAIN M KOHIICHTPUPOBAIH MO BakyymMoM. OcaloK OYHIIANH MPH TI0-
MOIIIA KOJIOHOYHOH XpomaTtorpadumu, dIoupys dtunarnerarom/rekcadoM (1:4, 06./06.), ¢ modydeHrueM STwiI-4-
(MMpIMUIMH-2-MIIOKCH ) IUKIIOTeKcaH- | -kapOokcnmara (0,356 T, 24%). XKKXMC: (MDP) m/z 251 [M+H].

Cramus 2. 4-(ITupuMuInH-2 -UITOKCH ) ITUKIIOTeKCaHKapOOHOBAsT KUCIIOTA.
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TurynapHOE CoeMHEHNE TIOJTydYalli COTJIaCHO METOJIMKE, ONMCcaHHOl B npuMepe 10, craaus 2, ¢ HCIOIb30-
BaHHMEM STHI-4-(TMPUMHIUH-2-HIOKCH)IIUKIIOreKcaH- 1 -kapookcunara (cragus 1, 356 mr, 1,42 mmonb) B Kaue-
CTBE HCXOJHOTO BemlecTBa (mpomexxyTrounoe coequaenue 2-102, (222 mr 70%) XKXXMC: (UOP) m/z 223 [M+H].

IIpumep 65. TlpomexyTtouHoe coeamHenne 2-145. 4-(5-(2-I'mapoKCHUITOKCH)TUPUINH-2-MIOKCH)OCH-

30HMHas KHCJIOTa
N\ Br
OH \OJ/\J O Ny
Cmadus 1 Cmadu;l 2 \Ej\
- a0, e LT,
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o
X
(0]
\ / O N
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o™~ ———— . Ho - o ~OH
Q

MpomexyTouyHoe
coejuHeHue 2-145

Cramgus 1. Otnun-4-(5-MeTOKCUITUPUANH-2-UIOKCH )0eH30aT.

B Tpexropiyio KpyriioloHHYIO0 KOJ0Yy BMECTUMOCTHIO 50 M1, 000pyI0BaHHYIO OAJNTOHOM C a30TOM, Mar-
HUTHOW MeEIIAIKOH, KOHJCHCATOPOM W TEPMOMETPOM, 3arpyxamu dSTWi-4-ruapokcuoenzoar (1,66 r, 9,99
MMoutb), IMCO (20 mm), Cul (95 mr, 0,50 MMoITB), THKOJIMHOBYIO KucaoTy (123 mr, 1,00 mmois), K;PO, (4,24
r, 19,97 Mmmons) u 2-6pom-5-metokcunupunud (1,88 r, 10,0 Mmoip). TTonydeHHBIH pacTBOp TepEeMEIINBAIN B
teuerne 16 1 npu 90°C. Ilocne oxnaxnenus 1o 25°C, peaknnoHHYIO cMech racuiu Bogoi (50 mur). Ilpogykr
aKcTparupoBany dTuianeTaroM (3x50 mir). O0beTMHEHHBIE OpTraHNYECKHUE CIIOU MPOMBIBAIN COJIEBBIM PaCTBO-
pom (50 M), BRICYIIMBAIK HaJl OE3BOHBIM CYIb(hATOM HATPHUs, GUIETPOBAIN U KOHIICHTPUPOBAIH IO BaKyy-
MoM. OcaJoK OYMINANIM TPH IHOMOIIM KOJOHOYHOH XpoMaTorpaduu, SIIOUPYS IUXJIOPMETAaHOM/METaHOJIOM
(10:1, 06./06.), ¢ momydeHueM 3THI-4-(5-METOKCHIIUPHINH-2-UIOKCH)0eH30aTa B BHJIE TBEPJOTO KEJITOTO Be-
mectBa (1,20 T, 44%). XKXMC: (UDP) m/z 274 [M+H].

Cranus 2. O1un-4-(5-rupoKCHINPUINH-2 -HII0KCH )0eH30aT.

B kpyrionoHHyI0 KO0y BMECTUMOCTBIO 25 MJI, 000PYJIOBAHHYIO MAaTHUTHOW MEIIAIKOM, 3arpysKail dTHI
4-(5-meTokcunupuanH-2-uiokcu)oen3oar (cramus 1, 320 mr, 1,17 mmons), aquxiopmetad (10 mi) u pacTBOp
BBr; B muxmopmerane (1,5 mm, 1,5 mMonb, 1M). [TomydeHHBIH pacTBOp MepeMENINBalId B T€UeHHE 16 4 TpH
25°C. pH moBomwimm 10 7-8 ¢ MCIIOIB30BaHWEM HACKHIIMIEHHOTO OmkapOoHaTa HaTpus. [1odydeHHYI0 CMECh IKCT-
parupoBanu quxyopmeranoM (3x30 mur). O0beIMHEHHBIE OPraHUYECKHE CIIOM TIPOMBIBAIIM COJIEBBIM PACTBOPOM
(30 mur), BRICYmUBaIK HaJ 0€3BOJHBIM CYIb(aTOM HATpHs, GUIBTPOBAIH W KOHIICHTPUPOBAIH TOJT BAKYYMOM.
Ocamok oYHMIamd TpPH IIOMOINM MpENapaTHBHONH TOHKOCIOWHOW Xpomarorpaduu, >IIOHpYs OSTHIALeTa-
ToM/TIeTposIeHBIM dupom (2:1, 06./00.), ¢ monydeHneM dTII-4-(5-TUAPOKCUIUPUINH-2-IToKCH )0eH3oata (130
Mr, 43%). XKXMC: (U9P) m/z 260 [M+H].

Cranus 3. O1un-4-(5-(2-ruApOKCUITOKCH ) TUPUINH-2 -HIIOKCH ) OEH30aT.

B Tpexropiyio KpyrionoHHYI0 KoIOy BMeCTHMOCTBIO 50 Mul, 000pyIOBaHHYIO MarHUTHOW MEIIaIKOH,
KOHJICHCATOPOM U TEPMOMETPOM, 3arpyKaiu ITHI-4-(5-THIpOKCUIHPUINH-2-HIOKCcH)OeH30ar (ctaaus 2, 259
mr, 1,00 mmons), N,N-qumernndopmamun (15 mi), kapoonar nesus (652 mr, 2,00 mmons) u 1,3-nuokconan-2-
oH (132 wmr, 1,50 mmonb). [TomydeHHBIH pacTBOp nepememnBany B Teuenne 3 9 npu 80°C. PeaknmoHHy0 cMech
oxnaxaamu 1o 27°C. PeaknnoHHy0 cMech Tacuiau Bomoi (25 mi). [IpoaykT sKcTparupoBalii ANXJIOPMETAHOM
(3%25 mur). OOBbeMHEHHBIE OPTaHMYECKHE CIION BHICYIIMBAIM HaJ OE3BOJHBIM CyIb()AaTOM HATpHs, GUILTPOBA-
JIM ¥ KOHIIEHTPUPOBAJIH 1O/ BakyyMoM. OcaZoK OYHIIAIH IPH IIOMOIIIH TIPETIapaTHBHON TOHKOCIIOWHOM XpoMa-
Torpaduu, OJIIOUPYSA OSTUareTaTom/meTposnieasiM ddupom (5:1, 00./00.), ¢ momydeHuem dTrin-4-(5-(2-
THIPOKCHUAITOKCH ) TUPUIIH-2-WIOKCH)0eH30aTa B BHIE TBEPAOTO kenToro Bemiecta (242 mr, 80%). XKXMC:
(U2P) m/z 304 [M+H].

Cramus 4. 4-(5-(2-I'uapoKCUITOKCH ) TUPHINH-2-MITOKCH )OCH301HAsT KUCIIOTA.

TurynapHOE cCoeMHEHHE TOJTydalli COTJIaCHO METOJMKE, OINMCAaHHOW B IpuMepe 8, cramus 2, ¢ UCIOJb30-
BaHHeM THI-4-(5-(2-TUAPOKCHITOKCH ) TUPUINH-2 -HII0KCH )0eH3o0ara (ctaauns 3, 242 mr, 0,80 MMoiIb) B KauecTBe
HCXOJTHOTO BEIIecTBa (mpoMexKyTouHoe coeauneHue 2-145, 180 mr, 82%). KXMC: (UDP) m/z 276 [M+H].

IMpumep 66. Ilpomexxyrounoe coenuHenue 2-146. tpanc-4-(ITupunasus-3-MI0KCH)IUKIOTEKCaHKAP-
OOHOBAs KUCIIOTA
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Cramus 1. Tparc-meTmi-4-(6-xXJI0pnupuaa3uH-3 -HIIOKCH ) ITUKIIOTeKCaHKapOOKCHIIaT.

B mpobupky 111 MUKpPOBOJIHOBOTO PEAaKTOpa BMECTUMOCTBIO 5 MiI, 000PYZOBaHHYIO MarHUTHOM Memraj-
KOM, 3arpykajlu MeTHJI-TpaHC-4-THAPOKCUIMKIOTeKcaH-1-kapookeunar (200 mr, 1,26 mmois), 3,6-muxiop-
nmupugasuH (188 mr, 1,26 mmoins) 1 N,N-qumernndopmamun (2,5 Mir) 1 3aTeM 10 MOPLMSIM AOOABISIIA THAPUA
Hatpus (65,6 mr, 1,64 Mmonb, 60%). IIpoOuUpKy UIT MUKPOBOJHOBOTO pEaKkTOpa 3aledyaThlBald JI0 NpeKpalie-
HUS 00pa3oBaHUs My3bIpel, U PEaKIMOHHYIO CMEChH IOJBEprajid MHUKPOBOJHOBOMY HM3Iy4eHHIO B TedeHue 30
muH 1pu 100°C. Iocne oxmaxaenus no 25°C, nmosydeHHyIo cMech BiuBain B Boxy (10 mi). Cmech akcTparu-
poBayn atunaneratoM (3x30 mi) U 00beIUHEHHBIC OPTAHUYECKHE CIIOW BBICYITUBAIH HaJ OC3BOIHBIM CYIb(a-
TOM HaTpusl, GHUILTPOBAIN M KOHIICHTPUPOBAIH M0/ BakyyMoM. OcaoK OUHINAIN ITPH TIOMOIIH NpenapaTuBHON
TOHKOCJIOMHO# Xpomarorpaduu, dMoupys 3TmwianeTarom/merponeinsiii (1:3, 00./00.), ¢ momTydyeHHEM METHII-
TpaHc-4-[(6-xJIopIHpHuIa3uH-3-HJT)OKCH [ IUKIIOTeKCaH- | -kapOOKCHIIaTa B BUE TPSA3HO-OEIIOTO TBEPAOTO Bellle-
ctBa (80 mr, 23%). XKXMC: (MIOP) m/z 271, 273 [M+H].

Cramus 2. Tpanc-meTrin-4-(Tupruaa3uH-3 -UI0OKCH ) ITUKIIOTEKCAaHKapOOKCHIIAT.

B kpyriononnyio kondy BmecTHMOCThIO 100 My, 000pyaoBaHHYIO 0aNIOHOM C BOJOPOIOM, MarHUTHON
MEIIAIKOH, 3arpykalld METHI-TpaHc-4-[(6-XJI0opIHpHUIa3uH-3-HIT)OKCH |IIUKIIOTeKcaH- 1 -kapOokemnar (ctaaus 1,
80 wmr, 0,30 mMomb), MetaHoun (15 mi), TpuaTaHonamuH (59,8 mr, 0,59 MMOIIb) U MaITaUEBBINH KaTaIM3aToOp Ha
yriepoxHoM Hocutene (30 mr, 0,03 mmonb, 10%). PactBop nepememnBanu B Teuenue 2 4 npu 25°C B atMocde-
pe Bonopoaa. Teepasle BemiecTBa yAsun ImyTeM (uiibTpanni. OuiibTpaT KOHIEHTPUPOBAIN T0JI BAKYYMOM C
MOJY4YeHHEM METWI-TpaHc-4-(MpHaa3uH-3-HIOKCH)IIMKIIOTeKCaH- 1 -kapOoKkcuiaara B BUIe OECIBETHOrO Macia
(60 mr). XKXMC: (MDP) m/z 237 [M+H].

Cranus 3. Tpanc-4-(nmupuaa3uH-3-nIOKCH ) IMKIOTeKCaHKapOOHOBas KHCIIOTA.

TutyneHOE COeIMHEHHNE MOTyYald COTIIACHO METOAMKE, OIMMCAHHOW B IpuMepe &, cTaaus 2, ¢ UCIIONB30-
BaHWEM METWI-TpaHC-4-(TTUpHUIa3UH-3-UIOKCH )IIUKIIOTeKcaH- 1 -kapOookcmata (cramus 2, 60 mr, 0,25 MMoib) B
KayecTBE MCXOJIHOTO BellecTBa (MpoMexyTodHoe coeauaenune 2-146, 45 mr). dKXMC: (M3P) m/z 223 [M+H].

IIpumep 67. TIpomexxyrounoe coeaunenne 172. Tpanc-4-[[6-(azeTuanH- 1 -un)TUPUINH-2-HIT|OKCH | ITKIIO-
rexcaH-1-kapOoHOBas KUCIIOTa
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MpomexyTouHoe coeanHeHue 172

Cramus 1. 2-(A3eTI/mI/IH-1-Hn)-6—(6eH3I/IJ10Kc1/I)nI/IpI/IILI/IH.

B Tpexropmyro KpyrioJoHHYI0 KOJI0Yy BMECTUMOCTHIO 250 MiI, 000pyIOBaHHYIO 0aJLIOHOM C a30TOM, Mar-
HUTHOW MEIIAKOH W TEepMOMETpOM, 3arpyxamu 2-(0eH3unokcn)-6-Opommupuaud (1 1, 3,79 Mmonb),
Pd,(dba);-CHCl; (400 wmr, 0,39 mmons), BINAP (480 mr, 0,77 mMMons), kanus tper-Oytokcun (732 wr, 6,52
MMOJIB), TOJTyoJ (20 M) u asetuauH (440 mr, 7,71 mmois). [TomydeHHBINH pacTBOp MEepEMEIINBAIIN B TeUeHUE 6
g ipu 80°C. Tlocne oxmaxaerus 1o 25°C peakmmoHHyI0 cMech racuii Bojon (20 mi). [IpoaykT skcTparuposa-
nu sTraneraToM (4x30 M) M OpraHUYecKHe CIIOW OObEeTUHSUTH. PacTBOp BBICYIIMBATH Hall OC3BOIAHBIM CYJIb-
(aToMm HaTpusL, QUIFTPOBATH U KOHIIEHTPHUPOBAIHX MO BaKyyMoM. OcaioK OYHIaIy IpH OMOIITH KOJIOHOYHON
XpoMaTorpaduu, ITOUPYS ITHIALETATOM/TIETPOIeHHBIM d¢upom (1:5, 06./00.), ¢ momydenuem 2-(azeTuanH-1-
11)-6-(0CH3MITOKCH ) TUPUAHA B BHE cBeTiI0-KenToro macina (0,6 T, 66%). XKXMC: (UDP) m/z 241 [M+H].

Cramus 2. 6-(AzeTuaus- 1 -wn) mupuIuH-2-071.

TutynpHOE COeAMHEHUE MOJIyYaly COIJIACHO METOUKE, onKrcanHo# B mpumepe 180, ¢ ucnonbp3oBaHueM 2-
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(azetuauH- 1 -mn)-6-(6eH3mwnokcn)nupuanHa (cragus 1, 500 mr, 2,08 MMOJIB) B KauecTBE MCXOIHOTO BEIICCTBA
(0,35, > 95%). KXMC: (MBP) m/z 151 [M+H].

Cramus 3. Tpanc-meTmin-4-[[6-(azeTuanH- | -WT) THPUIAH-2-HIT |OKCH |ITUKIIOTeKcaH- | -kapOokcuiar.

TutynpHOE COenMHEHNE TTOTyYalli COTJIACHO METOJMKE, OIMCAaHHON B mpuMepe 66, ctaaus 1, ¢ MCTOIB30-
BaHHeM 6-(azeTuauH-1-wn)nupuaua-2-ona (cramus 2, 127 wmr, 0,85 MMomb) W IUC-METHI-4-(METaHCYIIb-
(hoHMIIOKCH ) ITMKIIOTeKcaH- 1 -kapookcunara (200 mr, 0,85 MMOJb) B KauecTBe MCXOMHBIX BEMIECTB. THUTYIbHOE
COoeIMHEHNE OYUIIAIU TpU TToMoly npenapatuBHoit TCX, amonpys dTrnamneraTom/merposieiasiM dgupom (1:3,
00./06.) (60 Mr, 24%). XXMC: (MDP) m/z 291 [M+H].

Cranus 4. Tpauc-4-[[6-(a3eTuIuH- 1 -1T) TUPUIIH-2-WT | OKCH | ITUKJIOTeKCaH- | -kapOOHOBask KUCIIOTA.

TutyneHOE COCNUHCHHE MOTYYalld COTJIACHO METOJIMKE, OIMCaHHOU B mpumepe 10, craaus 2, ¢ UCIOJIB30-
BaHUEM TpaHC-METHI-4-[[6-(a3eTuauH- 1 -¥u1)IupuInH-2 -1 | OKCH [IUKIIOTeKcaH- | -kapOokcmnara (cramus 3, 60
mr, 0,21 MMoOJIB) B KadecTBe UCXOMHOTO BemecTBa (34 mr, 59%). XKXMC: (UBP) m/z 277 [M+H].

[Mpumep 68. IIpomexxyrounoe coeaunenue 175. muc-4-(ITupasuH-2-HI0KCH)IUKIOTeKCaHKapOOHOBAsT KH-
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Cranus 1. LHuc-mMeTnn-4-(nnpa3nH-2-UI0KCH ) IUKIOTeKCaHKapOOKCHIIAT.

B Tpexropiyio KpyriiogoHHYIO KoJ0y BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJICHCATOPOM W TEPMOMETPOM, 3arpyXalli METHI-TpaHC-4-TUAPOKCUITMKIIOTeKcaH- 1 -kapookcumat (400 wr,
2,53 mmons), N,N-mumetmndopmamun (15 mi), 2-xnoprupasus (348 mr, 3,03 MMoib), kapooHat kamus (1,05 T,
7,60 MmMoib) 1 MetaHcybduHaT HaTpus (387 Mmr, 3,79 Mmons). [lonydyeHHYIO CMECh TTepeMeNInBaIi B TCUSHUE
16 9 mpu 120°C B MacnsHo# OaHe. [Tocie oxnaxknenus g0 25°C peakIMoOHHYI0 CMeCh racviim Bojoiu (30 mu).
[Iponykt skcTparupoBanyu stuianeratoM (3x30 min), 1 00bEeMHEHHBIE OPTaHUYECKUE CIIOM BBICYIINBAIN Hal
0e3BOHBIM CYJIb(haTOM HATpUs, GUIBTPOBAINA M KOHIICHTPUPOBAIH MO BakyymMoM. OcaloK OYHIIANHU MPH TI0-
MOIIHY MTpenapaTuBHON TOHKOCIOWHOW XpoMaTorpadumu, aironpys sTwianeratom/merpoieymom (1:4, 06./06.), ¢
MOJMYYCHAEM METHI-IHC-4-(TTUpa3HH-2 -MIIOKCH ) ITUKJIOTeKCaH- 1 -kapOokcmmata (80 mr, 13%). XKXMC: (U3P)
m/z 237 [M+H].

Cranus 2. Luc-4-(nupa3uH-2-HIOKCH)IIUKIOr€KCaHKapOOHOBasl KUCIIOTA.

TurynapHOE coeMHEHHE TOJTydalli COTJIaCHO METOJMKE, OINMCAaHHOW B IpuMepe 8, cramus 2, ¢ UCIOJb30-
BaHMEM METHII-IIUC-4-(TTUpa3uH-2-MIIOKCH ) IUKJIOTeKcaH- 1 -kapOokcunara (craaus 1, 80 mr, 0,34 MMoib) B Kave-
CTBE HCXOAHOTO BemiecTna (65 mr, 86%). XKXMC: (MDP) m/z 223 [M+H].

[TpomexxyTouHbIe COeqUHEHHUS B Ta0J. 32 HUXKe ObUIM CHHTE3WPOBAHBI COTJIACHO METOJIUKaM, MPHUBEICH-
HBIM BBIIIE.

Tab6mma 32
MC (M3P,
Vcrions 30BaHHEIL
[IpOMeXyTOUHOE COoeIMHeHue Ne: m/z)
IpequeCcTBeHHUK
[M+H]
[IpoMeXyTOYHOe CcoeIOuHeHue 2- MeTuJI-umc—4-
132. TpaHCc-4- (mMpa3mMH-2- IUOPOKCULUKIIOTEKCaH—
223
MJIOKCH) UMKJIOTeKCaHKkapOoHOBAa A l-xapbokcujaT M 2-
KMCJIOTa XJIOpPIMpasnH

[Mpumep 69. INpomexyrounoe coenunenue 2-107. 4-[(1-Merun-1H-nmpazon-4-mwr)oken JuuKiIorekcan-1 -
KapOOHOBast
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© MpomMexyTouyHoe coeanHeHue 2-107
Cramus 1. Otnn-4-(MeTaHCyTb()OHMIOKCH ) ITUKIIOTeKCaH- | -kapOoKcHaT.
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B Tpexropiyro KpyrionoHHy0 K00y BMECTUMOCTBIO 250 Mi, 000pyIOBaHHYI0O MarHUTHOM MeEIIaIKol H
TEPMOMETPOM, 3arpy’Kalld STHI-4-THAPOKCHIUKIOTeKcaH-1-kapookecunar (1,5 r, 8,71 MMOIb), TPHATHIAMUIH
(2,64 1, 26,09 mmons) u puxsopmertan (50 mun). K peakiimoHHON cMeCH TO KaIuisiM JTOOABIISITH METAaHCYIIb(O-
auxiopun (1,49 r, 13,01 mmouns) npu nepemermuBanuu pu 0°C. [ToyrydeHHBIN pacTBOp MEepEMENINBAIU B Te-
genue 2 9 npu 25°C. [TomydeHHbIi pacTBop pa3doaBisiy BoAoK (20 M) U MPOIYKT IKCTPATUPOBATH AUXIOPME-
taHoM (3x20 mur). OObEeqMHEHHBIE OPTraHWYECKHE CJIOW BBICYIIMBAIM HaJl O€3BOJHBIM Cynb(aToM HaTpws,
¢unbTpOBaNM M KOHLIEHTPUPOBAIN O BaKkyymMoM. OcaZoK OYMINAIH MPH ITOMOIIH KOJIOHOYHOH Xpomarorpa-
¢um, smroupys dTHaneratom/merposieHeiM dpupoMm (1:5, 006./06.), ¢ momydeHueMm OTHI-4-(MeTaHCYIb(O-
HUJIOKCH ) [TUKJIOTeKCcaH- | -kapOokcmnaTa B Buae cBemio-xentoro Macna (1,2 r, 55%). XKXMC: (MU9P) m/z 251
[M+H], 155 [M-OMs].

Cranus 2. Otun-4-[(1-metmn-1H-nupa3on-4-uim)okcH |IMKIIoreKcaH- 1 -kapOoKcuar.

B tpexropnyio kpyrionoHHy0 Koy BMecTuMocThio 100 Mi, 000pyIOBaHHYIO MarHMUTHON MeEIIalIKOH,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpysKai 3THII-4-(MeTaHCYIb()OHUIOKCH ) [IUKIOTeKcaH- | -kapOokcuar (cra-
must 1, 600 mr, 2,40 mmonb), kapOonat kamus (993 wmr, 7,18 mmons), N,N-mumermidopmamun (10 mi) u 1-
metwi-1H-iupaszon-4-omn (353 wmr, 3,60 mmons). ITonyuennsiii pactBop nepementuBanu 7 4 npu 60°C u oxiax-
nanu 1o 25°C. IlpoaykT pasbasisiin Bonoit (40 mur) n skctparupoBainy guxsopmeranoM (3x50 mu). O6benu-
HEHHBIC OPTaHWYECKUE CJIOW BBICYIIUBAIM HaJ Cyib(aToM HaTpus, GMUIBTPOBAIN M KOHIIEHTPHPOBAIN I10]] Ba-
kyymoM. Ocamok oummand mpu nomomm a mnpernapatuBHOH TCX-IJIaCTHHKH, JIIOMPYS OSTHIIAIETa-
Tom/meTposieiHbiM 3¢upom (1:1, 00./00.), ¢ momydernem 3tuin-4-[(1-metnn- 1 H-impa3omn-4-wmi1)oKcH | IUKIOTeK-
can-1-kapbokcunaTa B Buze xenrtoro macia (0,42 r, 69%). XKXMC: (UDP) m/z 253 [M+H].

Cramus 3. 4-[(1-Metuin- 1 H-upa3zon-4-min)oKcH | IIUKIOTeKCaH- | -kapOoHOBas KUCIIOTA.

TutynpHOE COeqMHEHHNE MOTyYald COTIIACHO METOAMKE, OIMMCAHHOW B IpuMepe &, cTaaus 2, ¢ UCIIONB30-
BaHneM OTWI-4-[(1-meTmi-1H-mupazon-4-wm)okcu Juukinorekcan-1-kapobokcunara (cragus 2, 300 wmr, 1,19
MMOJIb) B Ka4eCTBE MCXOJHOI0 BemiecTBa (MpoMexkyTouHoe coenunenue 2-107, 0,16 r, 60%). XKXMC: (U3P)
m/z 225 [M+H].

[TpomexyTouHble coeMHEHHs B Ta0J. 33 ObUIM CHHTE3MPOBAHBI COTJIACHO METOJMKE, OIIMCAHHON BHILIE B
npumepe 69.
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Tabauma 33
AXKXMC :
Mcnons30BaHHEI
poMeXyToOUHOEe coeIuHeHMe N: (ES) m/z
npenueCTBEHHUK
[M+H]
oTUI-4-
[IpoMexyTouHOe coemuHeHMe 2-108.
(MeTaHCYJIEOOHMIIOKCH)
4- (mupuouu-4-
LMKJIOTeKCcaH—1— 222
MJIOKCH ) UMKJIOTeKCcaH—-1-kapOoHoBasg
xrapbokcuaaT u 4-
KMCJoTa
TUIPOKCUINPUIONH
oTUI-4-
[IpoMexyToOUHOEe coemuHeHMe 2-109. (MeTaHCyJIbEOOHUIIOKCH)
4-[ (1-MeTmyn—-1H-nimpazoja-3- LIMKJIOTeKcaH—-1-
225
MJI) OKCH | HIMKJIOTeKCcaH—1- xapbokcuyjaT u 1-
KapBoOHOBaA KMCJIOTA MeTwiI-1H-nimpasos-3-
oJ1
oTUI-4-
[IpoMexyToOuHOe coemuHeHMe 2-110.
(MeTaHCYJIEOOHMIIOKCH)
4-[ (5-MeTmy-1, 2-0KCa30J1-3-
LMKJIOTeKCcaH—1— 226
MJI) OKCH ] UUMKJIOTeKCcaH—-1-
rapbokcuaaT U 5-
KapBoHOBAasa KMCJOTa
MeTUMJIM30KCa30JI-3-0JI
(1s,4s)-4-
IpoMexyTouUHOe coemuHeHue 2-174.
( (MeTHJICYyJIBEOOHMUIT) OKC
(lr,4r)-4-((2-dTOpPIMPUIONH-3—
") UMKJIOTeKcaH—-1- 240
MJI) OKCU) LMKJIOTeKCcaH—1—
KapBOHOBAS KUCJIOTa U
xKapBoHOBasa KMCJIOTa
2-dTopnUpPUIOVH-3-0JI
oTUI-4-
[IpoMeXyTOUHOe coeIMHeHue 2-173.
(MeTaHCyYJIEOOHUIIOKCH)
4-[ (5-MeTOKCUTTUPUIANH-2
LMKJIOTeKCcaH—1— 252
MJI) OKCHU ] IUKJIOTeKCcaH-1~-
xapbokcuyaT M 5-
KapBOoHOBAasa KMUCJOTa
METOKCUNIMPUINH—2~0JI
(ls,4s)-4-
[IpoMexyTOYHOe coemmHeHue 2-130. ( (MeTHJIICYJIEOOHMII) OKC
(lr,4r)-4- (1-mMeTun-1H-nupas3oJ— ") UMKJIOTeKcaH—-1-
225

S5-mJIoKCHU ) UIUKIIOTeKCcaH-kKapBoHoBad

KMCJIOTa

KapOOHOBaAd KMCJIOTa U
l1-MeTun-1H-nupaso-

5-omn

Cmadus 3
—_—

N O0—

=

o< Cmadus 1
—_—
(e} (e} o

HO

N
,\|l\ “NH,
0 Cmadus 2
o)
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Cranus 1. Metun-2-((quMeTHIaMHUHO )METHIICH)-3-0Kc0o-4-peHmnoyTaHoar.

B kpyrionoHHyto Kosn0y BMecTUMOCTBIO 50 MIT 3arpyskajli MeTwi-3-okco-4-penundyranoar (1,92 r, 9,99
MMOJIb) U (muMmeTokcumeTwd)aumernamuH (1,43 1, 12,0 mmons). TloxydeHHBIH pacTBOp MepeMelInBail B Te-
genue 1 4 npu 23°C. [MomydeHHyI0 cMeCh KOHIIEHTPUPOBAIX MOA BakyyMoM. OcalloK OYHINAINA MPH TTOMOIIH
KOJIOHOYHOM XpomaTorpadmuu, 3moupys STuiarerarom/meTposneasiM ddupom (1:3, 00./06.), ¢ momyueHuem
MeTHI-2-((AMMETHIAMHUHO )METHIICH)-3-0Kkc0-4-hermndyranoata (2,30 r, 93%). XKXMC: (UDP) m/z 248 [M+H].

Cramus 2. Metuin-1,5-nmn6enswun- 1 H-upazon-4-kapOoKkcuiar.

B xpyriiomoHHy0 K0JIOY BMECTHMOCTBIO 50 MIT 3arpykain MeTHI-2-((IUMETHIIaMIHO )METHIIEH )-3-0KC0-4-
(denmnOyTanoar (ctamus 1, 850 mr, 3,44 mMoins), permtruapasud (557 mr, 5,15 mmons) u 3tanon (25 mi). [o-
JYYCHHBIA PacTBOP HATPEBAIU C OOPATHBIM XOJOIWIEHUKOM B TedcHHe 3 4. [1oTy4eHHYI0 cMeCh KOHIICHTPUPO-
Bany noJl BakyymoMm. Ocanox pasbasisuid Bojo (30 MiT1) U IPOIYKT SKCTParupoBaiy dTuiarnetarom (5x30 m).
Oprannyeckue CiIou OOBEIUHSITH, MPOMBIBATH COJIEBBIM pacTBopoM (30 M), BEICYIIUBANIMA HaJ OC3BOIHBIM
Cynb(paToM HaTpus, PIIBTPOBAIN M KOHICHTPUPOBAIH MOJ BaKyyMoM. Oca oK OYHMINAIH MPH MOMOIIU KOJO-
HOYHOH Xpomartorpaduu, SMIUPYs dTHIANETAaTOM/IeTponeHbM 3¢upoM (1:3, 06./00.), ¢ morydeHHEM METHII-
1,5-nn6en3un-1H-nupaszon-4-kapbokcuiaarta B BHIAEC TBEpAOro >kenrtoro BemectBa (620 mr, 59%). XKXMC:
(U2P) m/z 307 [M+H].

Cramus 3. 1,5-JIn6ensun-1H-mmpa3on-4-kapOoHOBas KACIOTA.

TutyneHOE COETMHEHNE TTOyYaId COTIIACHO METOMKE, OMMCAaHHOH B puMepe 14, ¢ UCTIonbp30BaHIEM Me-
tan 1,5-nubensun-1H-mupaszon-4-kapbokcunara (cramus 2, 620 mr, 2,02 MMOJIb) B Ka4eCTBE MCXOIHOTO Bellle-
ctBa (472 mr, 80%). XKXMC: (MU9P) m/z 293 [M+H].

[Tpumep 71. IIpomexxyTouHOE COSTUHEHUE 2—160 4-(1, 1-Z[1/1(1)T0p3T1/m)6eH30171Ha;1 KHCIIOTa

\O Cmadu,q 1 Cmadu;r 2

I'Ipome)KyTouHoe
coeiuHeHue 2-160

Cragus 1. Metun-4-(1,1-gudropaTn)oeH304aT.

B peaknyonHyo mpoOUpKy Ul peakTopa BBICOKOTO JaBieHUs BMecTUMOCTbI0 100 mi, 060pya0BaHHYIO
MarHiTHON MENIaTKOH, KOHICHCATOPOM M TEPMOMETPOM, 3arpykaimm metwi-4-anermwnoensoar (300 mr, 1,68
MMouIb), 3Tanol (0,02 i), mumTmi(tpudrop-4-cynpdanwmn)amud (814 mr, 5,05 mmoins) u xopodopm (20 m).
TTony4ennbIit pacTBOp 3amnedaTeiBaiv U iepeMenmuBanu B Tedenue 10 1 mpu 80°C. TTocne oxmaxaenus no 23°C,
PEaKIMOHHYIO CMECh BIMBAJIM B HACHIICHHBIN BOJHBIA pacTBOp OukapOonaTta Hatpus (30 mu). [IpoaykT skcrpa-
rupoBanu auxiopMeraHoM (3x30 mi). OObeAMHCHHBIC OPraHWYCCKUE CIOW BBICYIIMBAIHA HaJ OE3BOJIHBIM
cynb(aToM HaTpus, QIIBTPOBAIN M KOHIICHTPUPOBAIH MO BaKyyMoM. OcaJoK OYMINA M MPH MOMOIIN KOJIO-
HOYHOU XpoMaTtorpaduu, dIOUPYsS dTHIIANETATOM/TIeTpoieHbIM ddupoM (4:1 06./00.), C IOTydeHHEM METHI-4-
(1,1-mucropatrin)oeH30aTa B BUAE TBEPAOTO kenaToro Bemiectsa (200 mr, 59%). XKKXMC (U3P) m/z 201 [M+H].

Cragus 2. 4-(1,1-IudTop3Trin)0eH30iHAS KUCIIOTA.

TurynapHOE COeMHEHNE TIOTyYallil COTJIaCHO METOJIMKE, ONMCaHHOH B npuMepe 10, craaus 2, ¢ HCIOIb30-
BanueM Mmetmi-4-(1,1-gudpropatmn)densoara (cramus 1, 150 mr, 0,75 MMoIIb) B KadecTBE MCXOAHOTO BELIECTBA
(mpomexytounoe coenuHenue 2-160, 150 mr). KXMC (U3P, m/z 185 [M-H].

[Mpumep 72. Ilpomexyrounoe coeauHenue 2-166. 4-(OxcaH-4-MI0KCH)IUKIJIOTeKCaH- 1 -kapOOHOBas KUCTIOTa

H
N

O

OH N O
\[(O/ Cmaduﬂ 1 \[(O/ Cmaduﬂ 2 Cmagua2. o \O)
(@]
O
Cmadus 3
— = HO O

O MpoMexyTouHoe coeanHeHue 2-166

Cranust 1. O1un-4-[(TpUMETHICHIINIT)OKCH | IMKIIOTeKCaH- | -kapOoKcHIar.

B Tpexropiyio KpyriioloHHYI0 KOJ0Yy BMECTUMOCTHIO 50 M1, 000pyI0BaHHYIO OAJNTOHOM C a30TOM, Mar-
HUTHOW MEIIAIKOH M TEPMOMETPOM, 3arpyKajld STHI-4-THIPOKCHIMKIOTeKcaH-1-kapookcmmar (500 mr, 2,90
MMoutb), 1 H-umunazon (480 mr, 7,05 mmoinb) u N,N-gumetundopmamus (9 mi1), ¥ 3aTeM 10 KaIusiM JT00aBIISLITH
xyoptpumeTmiicuian (382 mr, 3,52 mmoib) npu nepememuBanuy pu 0°C B Teuenue 5 muH. [lomydeHHbIH pac-
TBOp HarpeBaiu g0 25°C u mepemMemmBany B TeueHue 2 4. PeakimoHHyio cMech racwim Bojoi (20 mur). Ilpo-
JYKT 3KCTPAarupOBaIU TPET-OyTHIMETHIOBEIM drpom (3x20 mir). OObeIMHEHHBIE OPTAHUYECKUE CIIOU TPOMEI-
BaJIM COJICBBIM PacTBOpOM (2x20 MiT), BEICYIIMBAIH Hall OC3BOIHBIM CYIb(ATOM HATPHS, (PHIBTPOBAIU U KOH-
IEHTPUPOBAIIN TIOJ] BAKYYMOM C TOJYYCHHEM ATHII-4-[(TPUMETHIICHIIII)OKCH |IUKJIOTeKCaH- | -kapOoKcmiara B
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BUIe CBeTIo-xkenToro macia (600 mr, 85%). GCMS: m/z 244.

Cranus 2. Otun-4-(okcaH-4-HI0KCH)[IUKIIOTeKcaH- | -kapOoKcHar.

B Tpexropiyio KpyriioloHHYIO0 KOJ0y BMECTUMOCTHIO 50 M1, 000pyI0BaHHYIO OAJNTOHOM C a30TOM, Mar-
HUTHOW MEIIAJIKOW W TEPMOMETPOM, 3arpykaiu STHII-4-[(TPUMETHIICHIIIII)OKCH |[IUKJIOTeKCaH- | -kapOoKcHIaT
(ctamus 1, 200 mr, 0,82 MMoib), nuxiopmeran (8 M) u okcaH-4-oH (70 mr, 0,70 MMOJB) W 3aTEM TIO KaIIsAM
nobasnsin TpudTopMerancynbhoHat TpumeTmiicuamia (18 mr, 0,08 MmMmons) pu nepememmBannu npu -78°C B
Tedenune 5 muH. [lepememmBanne MpoIoipKay B TedeHue 1 9 mepen gobasienneM TpudTwicwiana (93 mr, 0,80
MMOJIb) B nuxjopMmetane (1 mur) mo mopomsm. [Tociie nobGaBieHus peakIMOHHYI0 cMech HarpeBanu 10 23°C u
MepeMEIINBaIM B TeUeHUE 16 4. PeakIMOHHYIO CMECh T'aCHIM HACHIIICHHBIM PacTBOPOM OMKapOOHATa HATPHUS
(10 mu). IIpomykT skcTparupoBanu dtunamneratoMm (3x20 mi). OObeIMHEHHBIE OPTaHUIECKHE CIIOW TPOMBIBAITH
COJIEBBIM pacTBOPOM (2x20 MiT), BEICYIIMBAINA HaJl O€3BOTHBIM CYIh(aTOM HATPHS, GHUIBTPOBAIA U KOHIIEHTPH-
poBaiu o BakyyMmoM. Ocaiok OYHUINATH IPU MOMOIIU KOJOHOYHON XpoMaTorpaduu, IIOUPYs METPOJICHHBIM
a¢upom/atunanerarom (10:1, 06./00.), ¢ momyueHHeM STHI-4-(OKCaH-4-MIOKCH )[UKIOTeKCaH- | -kapOoKcHiIara B
BUze cBeTIo-xkenToro macia (120 mr, 57%). GCMS: m/z 256.

Cranus 3. 4-(OxcaH-4-MI0KCH ) IUKJIOTeKCaH- | -kapOOHOBas KHCIIOTA.

TurynapHOE CoeMHEHNE TIOJTydYalli COTJIaCHO METOJIMKE, ONMCcCaHHOl B npuMepe 10, craaus 2, ¢ HCIOIb30-
BaHMEM STHJI-4-(OKcaH-4-HIIOKCH)IUKIOTeKcaH-1-kapookcunara (cramust 2, 100 mr, 0,39 MMmonb) B KadecTBe
MCXOJIHOTO BEIIecTBa (poMeXyTouHoe coeauneHue 2-166, 50 mr, 56%). XKXMC: (UDP) m/z 227 [M-H].

IIpumep 73. IIpomexyTounoe coenunenune 2-866a. 1-bensnn-4-MmeTnnazeTuanH-2-KapOOHOBAsT KUCIIOTa

NH,
2 B B
Cmadus 1 r r Cmadus 2 Cmadus 3
O - )\/K[ro\ —_— N O\ R N OH
_/ _/
Ph o Ph o)

O

Cranus 1. Metuin-2,4-1uOpoMIieHTaHOoAT.

B tpexropnyio konby BMecTuMocThio 500 M1, 0600pyJOBaHHYIO MarHUTHOW MEIIAIKOW, KOHAEHCATOPOM U
TEPMOMETPOM, 3arpyxkaiu S-MeTmiokconan-2-oH (10 v, 100 mmozb), Metanon (100 M), XJIOPUCTOBOIOPOTHYIO
kucnoty (20 mur, 12H.) u TpexOpomucthiii pochop (4,5 mi). bpom (6 mi) modassmu o mopuusM mpu 25°C.
TToce moGaBiieHUs MONYYECHHBIH pacTBOp nepeMemuBanu B Teuenne 30 muH mpu 110°C B MacisHOl OaHe H
oxnaxaamu 10 25°C, pactBop pazbapinsian metanosioM (100 M) u XJIopucTOBOIOpOAHYIO Kucioty (20 mi, 12
H.). [ToydenHs1it pacTBOp nepememmBany B TedeHne 16 9 npu 25°C u 3aTeM KOHIIEHTPHUPOBAIH TI0]] BAKYYMOM.
Ocanok pa36asistian Bogo# (100 MiT) ¥ IPOIYKT SKCTparupoBaiu stunameraroM (3x30 mur).

OObennHEHHBIC OPTAaHUIECKUE CJIOW BBICYIINBAIHM HajJ O€3BOJHBIM CyIh(haTOM HATpUs M KOHIICHTPUPOBa-
JIY TI0J] BAKYYMOM C TTOJIy9eHHEeM MeTw 2,4-THOpoMITeHTaHOaTa B BUe OeciiBeTHOro Macia (6 r).

Cranus 2. Metui-1-6en3mi-4-MeTuina3eTHINH-2 -KapOOKCHIIaT.

B Tpexropnyio KpyrionoHHYI0 K00y BMecTUMOCTBIO 500 Mi, 000pynIOBaHHYIO MarHUTHOM MEIIalIKOH,
KOHJICHCATOPOM M TEPMOMETPOM, 3arpykajid MeTui-2,4-muopommnenranoar (craaus 1, 4 r, 14,6 mMonb), aero-
Hutpui (100 M) u penmnmeranamus (1,72 T, 16,1 MMons). [TomrydeHHBIH pacTBOp NepeMEIINBaIN B TeUEHHE 6
4 pu 65°C B MacnsHOW OaHe u oxuaxaanu 1o 25°C, MONyY4eHHYI0 CMECh KOHIICHTPHPOBAIH MOJ BaKyyMOM.
Ocanok OYHMIIAIN TIPH MOMOIIN KOJIOHOYHOH XpoMaTtorpaduu, 3Ioupys 3THIIAlEeTaTOM/IeTposIeHHBIM 3(upom
(1:1, 06./06.), ¢ moydeHreM MeTHII-1-0eH3nI-4-MeTHIa3eTUINH-2-KapOOKCHIaTa B BUJIE CBETIO-KOPHYHEBOTO
Mmacna (2 r, 62%). XKXMC: (UDP) m/z220 [M+H].

Cramus 3. 1-bensmn-4-mMernna3zeTninH-2-KapOOHOBasI KHCIIOTA.

B Tpexropiyio KpyriiogoHHYIO KOJOY BMECTUMOCTHIO 250 Mil, 000pYyIOBaHHYIO MarHMTHOW MEIaJIKOM,
KOHJICHCATOPOM U TEPMOMETPOM, 3arpyKaJld METHI- | -OeH3MIT-4-MeTHITa3e THINH-2-KapOokeunaT (ctamus 2, 2 T,
9,12 MmMomp), Boxy (30 mi) u ruapokcun 6apus (3,13 r, 18,3 MMounb). [lonydeHHBIN pacTBOp TepeMEIINBAIN B
teuenne 2 4 npu 90°C B MacnsHoO# Oane n oxnaxaanu 1o 25°C, pH noBoxwim 10 6 ¢ UCTIOJIB30BaHUEM XJIOPH-
CTOBOJOPOAHOM KUCIOTHI (3H.). [IpoaykT skcTparuposany stunamnetaroM (3x60 mir). O0bennHEHHBIC OpraHye-
CKHE CJIOM BHICYIIMBAIN HaJl 0€3BOTHBIM Cyab(aToM HaTpus, GUIBTPOBAIN ¥ KOHIEHTPHPOBAIH 110l BAKYyMOM
¢ noyueHueM 1-OeH3un-4-MeTnnazeTHaH-2-KapOOHOBOM KHCIOTHl B Buae OecrpetHoro macia (1,8 r, 96%).
KXMC: (UDP) m/z 206 [M+H].

IIpumep 74. IIpomexxyTouHoe coeaunenue 2-176a. tper-byrun-4-metokcu-1-okca-6-a3acnupo[2,5]oxran-
6-kapOoKcHIaT

OMe OMe
o Cmadua1 O
NBoc

NBoc

Cranus 1. Tpet-byTn-4-merokcu-1-okca-6-azacrupo[2,5]okraH-6-kapOoKcHIIar.

Tpumeruncynspokconus womun (1,45 T, 6,55 mmons), mumermncyiabdokenn (20 M) ¥ THAPUI HATPHS
(157 mr, 6,54 MMoIb) TOOABIISITN B KPYTIIOMOHHYIO KOJIOY BMECTHMOCTBIO 50 MJI, 000pyIOBaHHYIO MarHUTHON
MeIaIKoH, B MHepTHOU atMocdepe. [lomydeHnslit pactBop nepeMentuBanu B Tedenne 1 9 mpu 0°C. JloGassimn
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TpeT-0yTHII-3-MeTOKCH-4-0Kconunepuut- 1 -kapookcunar (500 mr, 2,18 MMOJIb) ¥ TIOJTydeHHBIH pacTBOp Iepe-
MEIIMBAIN NPH KOMHATHON TeMIIepaType B TedeHue 5 4. PeakmoHHyr0 cMech racmiu jnodasiaeHueM Bozsl (20
MJI) ¥ 9KCTparupoBaiu 3TWIoBBIM 3¢upoM (3x30 mir). OpraHndeckue ciou 0ObeIUHSIIN, BBICYIINBAIN Hal Oe3-
BOJHBIM CyJb(aToM HaTpus, GUIBTPOBAIN M KOHIEHTPUPOBAIH MO BaKyyMOM C ITOJy4E€HHEM TpeT-OyTui-4-
METOKCH- | -okca-6-a3acmmpo[2,5]okran-6-kap6okcumnara (500 mr, 94%). KXMC: (M9P) m/z 244 [M+H].

IIpumep 75. TIpomexxyTouHoe coemuuenue 2-198a. (4-Dropdenwn)(2-metmi-1-okca-6-a3zacnupo[2,5]ok-
TaH-6-WI)METaHOH

O
0
N.__O
Cmadus 1 ©O Cmadus 2 Cmadun 3 Cmadu,q 4
UBOC NH-TFA
F

Cramus 1. [Tunepunun-4-ona tpudropamerar.

TpeT-byTnn-4-okconunepuaun- 1 -kapdokcunar (3 r, 15,0 Mmois), auxnopmertas (15 mi) u TpudTopykcyc-
HYIO KHCIOTY (3 M) H00aBIsUTA B KPYTIOJOHHYIO KOJIOY BMecTUMOCThI0 100 M ¢ MarHuTHON Memankoi. [1o-
JYICHHBIA pacTBOpP MEPEMEIINBAIIN B TE€UCHHUE 3 4 IIPU KOMHATHOH Temmeparype. [lonydeHHyro cMech KOHIIEH-
TPHUPOBAIH IO BaKyyMOM C TMOJydCHHEM TpHdToparieraTa MANEPUINH-4-0Ha, KOTOPBIHA MCIIOIB30BANIN HA CIIe-
TyIOTIed cTajanu 0e3 JambHeHIIe OYnCTKY.

Cranus 2. 1-(4-OropbeH30mn)munepuIuH-4-0H.

TurynapHOE COeqMHEHHE MOJydYalld COTJIacCHO METOJMKE, ONHMCAaHHOW B IpuMepe 7, ¢ HCHOJIB30BaHUEM
TpudTopanerara nunepuanH-4-ona (craxus 1, 4,69 mmoins) u 4-propdbenzoiinoit kucnotsl (1,44 r, 10,3 MmoIb)
B Ka4eCTBE MCXOHBIX BEIIECTB, MOCJIC YEro UX OYHIIAIH ITPH TOMOIIHM KOJIOHOYHOH XpoMaTorpaduu, amonpys
STHIIALEeTaTOM/TIeTpoaeHHbIM 3¢hupoM (1:1 06./06.). (800 Mmr, 77%). KKXMC: (MDOP) m/z 222 [M+H].

Cramus 3. (4-Orumunennunepuaui- 1 -wr)(4-groppennn)meTanoH.

Terparuapodypan (10 M) u TpeT-0yTokcun kamus (814 mr, 7,27 MMOITb) TOOABIISIIN B TPEXTOPIYIO KPYT-
JIOJTOHHYIO KOJIOY BMeCTUMOCTRIO 100 M1, 000pyI0BaHHYIO MarHUTHON MeInankoi. PacTBop OpoMuia STHITPH-
dberundochonus (4,00 r, 10,8 mmons) B Terparuapodypane (10 mur) moOaBisuM MO KaruisiM TIPH KOMHATHON
temrieparype B Teuenne 10 muH. K 3108 cMecu mo kamism mo06aBisuta pactBop 1-(4-hTopOeH30wT) THIepH IIH-
4-oHa (cTamus 2, 800 mr, 3,62 MMoutb) B TeTparuapodypane (10 mir) mpu nmepemMenrBaHiy P KOMHATHON TeM-
nepaTtype B TeueHue 2 MuH. [lomyueHHsli pacTBop nepememuBanu B TeueHue 3 4 npu 40°C u 3aTteM oxJaxganu
JI0 KOMHATHOH Temrneparypsbl. [lomydenHslit pactBop pa3baBisum H-rekcaHoM (50 mut), GuinbTpoBany, BEICYIIH-
BaJIM HaJl OE3BOAHBIM CYJIb(ATOM HAaTPHUs U KOHLEHTPUPOBAIH O/ BaKyyMoM. OcaJoK OYHINAIN MIPU TTOMOIIH
KOJIOHOYHOM XpoMaTorpaduu, IOUpPYs dTHIIANCTaTOM/TIeTposieiiHbIM 3¢upom (1:3 006./00.), ¢ monydeHuem (4-
STHIUACHIHIepuIuH- 1 -n)(4-dpTopdenmn)meranona (250 mr, 30%). XKXMC: (U3P) m/z 234 [M+H].

Cranus 4. (4-®ropdennn)(2-metni-1-okca-6-azacupo[2,5]0KTaH-6-1IT)METaHOH.

(4-Ornmunennunepunui- 1 -mn)(4-propdhenmn)meranon (cragust 3, 250 wmr, 1,07 mmons), 3-xmoprep-
Oensoitayto kucioty (239 mr, 1,38 MMop) 1 xmopodopm (20 MiT) 10OABISIIM B KPYTIIOAOHHYIO KOJIOY BMECTH-
MocThio 100 M ¢ MarHUTHOW Memankod. [loaydeHHBIH pacTBOp MEpeMeNIiBail B TedeHre 16 9 mpu KOMHAT-
HOW TeMIlepaType U 3aTeM MPOMBIBAIN HACHIIIICHHBIM BOJHBIM PacTBOpOM THOCyJb(hara HaTpus (30 mur) u Ha-
CBIIIEHHBIM BOJAHBIM pacTBOpoM OnkapOoHara Hatpus (10 mir). CMech SKkcTparupoBainu auxiopmeranom (5x20
Mi1). Opranudeckrie ciou OOBEINHSIIN, BRICYIIMBAIN HaJ 0€3BOJAHBIM CyIb(aTOM HATPHS M KOHIEHTPHUPOBAIH
o BakyyMoM. Oca/loK OYHWINAIH MPH TOMOIIH KOJIOHOYHOW XpOMAaTorpaduu ¢ MCHOIB30BaHUEM STHIIAICTA-
Ta/metponeiiHoro s¢wupa (1:4 06./00.) ¢ nonyuenuem (4-propdennn)(2-mermi-1-okca-6-azacrupo|2,5]okran-6-
win)Meranona. JKXMC: (UDP) m/z 250 [M+H].

[Mpumep 76. IIpomexyrouHoe coenunenue 2-313a. N-[3-(3-xnophennn)okceran-3-mi|-2-MeTHINPONIaH-2-

cynbhuHaAMUI
=N,
Y .
o)

Cmadus 1 S—NH

Br

B Tpexropmyro kpyriaomonnyio koiady BMectuMocTsio 100 Mi, 000pynoBaHHYIO a30TONOABOASIIEH TPYyO-
KOM, MarHUTHON MEIIAJIIKOW M TEPMOMETPOM, 3arpyxaiu 1-0pom-3-xiop6enzon (1 r, 5,22 MMoJIb) U TeTparu-
podypan (20 mu), mocie gero mo karsM aobasisum n-Buli (1,5 mi, 2,5M B rekcane) nipu -78°C. K peaknnon-
HOW cMmecH moOaBisiu 2-MeTwI-N-(okceTaH-3-wimaeH )nponan-2-cynbpuaamun (1,11 T, 6,33 MmMons) B TeTpa-
ruapodypane (5 mr) nipu -78°C u mepeMemmBaIId B TeUeHue S5 1 npu -78°C B 6aHe ¢ CyXHM JILJAOM B aTMocdepe
aszota. PeakimonHyro cmech racumu Bomoit (30 mur). TIpomykt skcTparupoBainu auxiopMmeraHoM (3x50 mo).
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OObeIMHEHHBIC OPTaHUYECKUE CJIOW BHICYIIMBAIHM HAJ[ OC3BOMHBIM CYNb(ATOM HATpus, (QPUIBTPOBAIH M KOH-
UCHTPUPOBATH MO BakyyMoM. OCaZioK OUYHMINAIH MIPH MOMOIIK KOJOHOYHOW XpoMaTorpaduu, SIoupys dTHI-
areTarom/meTposeHbM 3dupom (ot 1:50 mo 1:10 06./06.), ¢ momydenuem N-[3-(3-xmopdennn)okceran-3-ui|-
2-metunmponaH-2-cynbhuaamuna (800 mr, 53%) B Buge TBepaoro Gemoro BemecTBa. JKXMC: (UDP) m/z 288,
290 [M+H].

[Ipumep 77. IIpomexxyTounoe coenunenue 2-235a 4-(MUpuaUH-2-UI0KCH ) TATIEPUINH- | -KapOOHUITXTOPHT

HO\]:::j
N -OH Cmadun 7 Cmadu,q 2 | Ny ©

Boc
2HCI
Cmadus 3 U \O

Cramus 1. TpeT-EyTI/III-4—(HI/IpI/I,Z[I/IH-2—I/IJIOKCI/I)HI/IHepI/IZ[I/IH—1 -KapOoKcHaT.

B Tpexropayio KpyriiogoHHYIO K00y BMecTUMOCTBIO 100 Mii, 060pya0BaHHYIO OAIZIOHOM C a30TOM, 3a-
rpyxanmu nupuauH-2-oa (500 mr, 5,26 MMOib), TpeT-OyTHiI-4-ruapokcununepuant-1-kapookcmnar (3,17 T,
15,75 mmons), Tpudpennndocdun (4,14 r, 15,78 mmons), rerparunpodypan (20 mi). PactBop nusTrinazonukap-
6okcunara (2,75 r, 15,79 mMonn) B Terparuapodypane (5 mir) gobasisum npu 0°C. ITocne no6aBiaeHus pacTBOp
nepememuBanu B TeueHue 5 4 npu 23°C. CMech KOHIIEHTpUPOBAIH NoJ BakyyMoM. Oca ok OuHIany MpH Mo-
MOIIY KOJIOHOYHOW XpoMartorpaduH, dIII0NpyYs dTUIIALETaTOM/TIeTposteiHbIM d¢upoM (7:100 06./06.), ¢ momyde-
HHUEM TpeT-0yTHi-4-(MMpHuIuH-2-HI0KCH ) TUIIepuAnH- 1 -kapOokcuiaTa B BUae TBepaoro oenoro semectsa (600
Mr, 41%). XKXMC: (U9P) m/z 279 [M+H].

Cramus 2. 2-(ITunepuauH-4-MIOKCH ) TUPHINHA TATHAPOXIOPHI.

B kpyriomonnyio xon0y BMecTuMocThio 100 M1 momemanu TpeT-0yTi-4-(TupuInH-2-MIOKCH ) TUTICPH-
nuH- 1 -kapbokcunat (ctagus 1, 600 mr, 2,16 MMoub) u muokcad (10 MiT) ¢ MOCIenyIOMMM A00aBICHHEM XJIOPH-
CTOBOJIOPOHOM KUCIOTH B quokcane (3M, 20 mm). [TosydeHHBIH pacTBOp MEpeMENInBall B TeUeHUE 3 4 TpH
23°C. TlomyueHHYIO CMeCh KOHIICHTPHUPOBAIH TIOJ] BAKYyMOM C TOJy9eHHEM 2-(TTUTICPUINH-4-UIOKCH)TUPH-
JMHA TUTHAPOXJIOpUIA B BHJE TBEPAOTo OEJOT0 BEIIECTBA, KOTOPOE HCIOJIB30BAIM 0€3 JajbHEHIIeH OYHCTKI
(500 mr, > 95%). XKXMC: (MDP) m/z 179 [M+H].

Cranus 3. 4-(ITupunuH-2-MUIoKCH ) TUIEepUANH- | -KapOOHMIIXIIOPHUI.

B kxpyrmononnyto kosn6y BMectumoctbio 100 mur momemanu tpudocren (107 mr, 0,36 MMoib) M TUXIIOp-
metad (10 mu). [To karusim gobaBmsim 2-(munepuanH-4-MIOKCH ))TUPUANHA TUTrHaApoxiIopua (cragus 2, 150 wmr,
0,60 mMonb) u N,N-mumsonponumtiiamus (181,8 mr, 1,41 mmouns) npu 0°C. TlomydeHHsIi pacTBOp nepeme-
muBai B TedeHue 3 4 mpu 0°C. CMmech KOHIEHTPHUPOBAIM TIOJ] BAKyyMOM C TodydeHHeM 4-(MApuInH-2-
WIOKCH)TUTIEPUINH- | -KapOOHWIXJIOpHIa B BHIIE TBEPIOTO XKEITOTO BEIIECTBa, KOTOPOE HCIIOJIB30BaN 0e3
nmansHeimeit oanctku (150 mr, > 95%). XKXMC: (MDP) m/z 241, 243 [M+H].

[IpomexxyTouHble coeUHEHHS B Ta0JI. 34 OBUIH CHHTE3WPOBAHBI COTJIACHO METOIUKE, OTIMICAHHOM BBIIIIE.

Tabnuna 34
Vcrionb 30BaHHEI XXMC: (ES)
[IpoMeXyTOYHOe coeIguHeHme N:
npemueCTBEeHHNK m/z [M+H]
[IpOMeXyTOYHOe COoeIMHeHMre 2- TpeT-0yTniI-4-
108X. 4-((b-MeTUIM30KCA30JI-3— | ITMOPOKCUNIUIIEPUINH-1~
245, 247
WJI) OKCH ) INIIEPUINH- 1~ xkapbokcuiaaT um 5-—
KapOOHUIIXJIOPUL METUMIIM30KCa30JI-3-0J1
TpeT-0yTHuiI-4-
[IpoMeXyTOYHOe CcoeguHeHre 2-
TUOPOKCUNIUIIE PV ONH- 1~
109Y. 4-((l-mMeTun-1H-nupasoj-
rapborcuiaaT u 1- 244, 246
4-1J1) OKCH ) INIIEPUINH- 1~
MeTuN-1H-nupaszon-4-
KapBOOHWUIIXJIOPUT,
oJI

IMpumep 78. Ilpomexyrounoe coeamnenue 2-339a. 5-[(3-Drop-4-ruapoxcununepuant-4-mm)MeTni]-1-
¢dhennn-1H,4H,5H-upazono| 3,4-d jmupumuana-4-oH
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ﬁﬁ/': Cmadus 1
N
Boc

(6] F
QCN ~Boc OH T ouf
NH Cmadu,q 2 N 7 | )N Cmac?u,q 3 N//\/\ﬁkN Ab
N7\ N-Boc N N/) NH
@ O O

Cranus 1. Tpet-bytin-4-¢rop-1-okca-6-azacimpo[2,5]okraH-6-kapOoKcHar.

B kpyrnoponnyro konby BmectuMocTbhio 100 My, 000pynOBaHHYIO a30TONOABOAAIICH TPYOKO#, MarHuT-
HOHM MEIIaJIKOW ¥ TEePMOMETPOM, 3arpyKajy pacTBOp Honuna nuMerriaMerancyibduamia (13,8 v, 62,5 Mmons) B
muMeticyabpokeune (30 mir) u 3atem ruapua Hatpus (1,5 T, 62,5 mmons, 60 mac.%) npu 0-5°C. TTocne 20 MuH
TINATEJIBHOTO TEPEMENIMBAaHMsI O KaIusIM J00aBisiM TpeT-OyTuii-3-¢rop-4-okconnnepuaus- 1 -kapOookcuiar
(10,4 1, 47,9 mmous) B aumetnncyibdoxenne (10 mr) npu 10°C B Tedenue 10 mun. [lomy4yeHHBIH pacTBOD Iie-
pememmBanyu B Teuenne 16 4 npu 23°C B atmMocdepe azora. Peakimonnyto cMmech racunu Bogoin (30 mu). TIpo-
IYKT 3KcTparupoBaiu dtuianetatoM (3x30 mur). OObeAMHEHHBIE OPraHUYECKHE IKCTPAKTHI MPOMBIBAIH COJIe-
BBIM pacTBOpoM (20 MiT), BRICYIIMBAJIN HaJl OE3BOIHBIM CyJIb()aTOM HATPHS W KOHIICHTPUPOBAIH IO BAKYYMOM
C TOJy4YeHHEeM TpeT-0yTmi-4-¢pTop-1-okca-6-azactmpo|2,5]okTan-6-kapbokcunat (2,45 r, 17%) B BuIE KEATOTO
Macia, KOTOpoe HCTOIb30BAIM Ha CIlemylomen cramuu 0e3 mampHeimield ounctku. KXMC: (MDOP) m/z 232
[M+H].

Cramus 2. tper-bytmn-4-runpoxcu-4-([4-okco-1-denwn-1H,4H,5SH-upaszomno| 3,4-d[mupumunna-5-mn|me-
THIT)TUTIIEPUIUH- | -KapOOKCHIIaT.

TurynapHOE COeMHEHHE TOJTydall COTJIACHO METOJMKE, ONMCAaHHOH B mpumMepe 877, ¢ MCHOIb30BaHUEM
TpeT-0yTHiI-4-pTOp-1-0KCca-6-a3acnupo[ 2,5 Jokran-6-kapbokcunata (craxus 1, 2,45 r, 7,08 Mmmons) u 1-penun-
1H,4H,5H-ttmpazomno|3,4-djmupumuaun-4-ona (1,5 r, 10,6 MMOJB) ¥ TOCIEAYIOMIEH OYUCTKONW HPU MOMOIIU
KOJIOHOYHOW Xpomarorpadyu C 3IIOMPOBAHHUEM ATHIIALIETATOM/TIETpoIeHHbIM ddupoMm (1:2 006./06.) (800 wr,
17%). XKXMC: (U3P) m/z 444 [M+H].

Cramus 3. 5-[(3-@rop-4-ruapoxcununepuarna-4-mwi)metwi |- 1 -penwmi- 1 H,4H,SH-mupazomno[ 3,4-d mupumu-
NH-4-0H.

TurynpHOE COeAMHEHHUE MOIydYald COTJIACHO METOAMKE, ONMUCAHHOH B mpuMepe 2a, ¢ HCIOIb30BaHHUEM
TpeT-0yTun-3-prop-4-ruapokcu-4-([4-okco-1-penmn-1H,4H,5H-mupazono[ 3,4-d |mupumMuauH-5 -1t |MeTHII) TH-
nepuanH-1-kap6okcunara (craaus 2, 760 mr, 1,72 mmoits) (650 mr, > 95%). KKXMC: (UDP) m/z 344 [M+H].

IMpumep 79. Ilpomexyrounoe coenunenue 2-345a. 1-(4-Dropdenwmn)-5-(2-runpoxcu-1-(4-ruapokcunu-
nepuanH-4-1mn)3tin)- 1 H-nupazono[ 3,4-d mupumunun-4(SH)-ona ruapoxiiopua

~O O OH O-TBDMS O-TBDMS
\QO Cmadus 1 (O Cmadu,q 2 EG Cmadu,q 3 LO Cmadu,q 4
N-Boc

TBDMS
TBDMS TBDMS Q\/{ O
o o N_/ OH
OH Cmadusi 5 OH /fL N Cmadus 7
—_— N —_—
N HaN N N
3 N 2 N Cmadu,q 6 Boc
“Boc “Boc
TBDMS F

o)
O O
N OH Cmadus 8 N OH
7 L, 7
N AL N AL N
NTN "Boc N
F

Cranus 1. Tpet-ByTin-4-(2-ruipoKCHA THINIACH ) TUIEPUIUH- | -kapOOKCHIIaT.
PactBop TpeT-0yTHi-4-(2-3TOKCH-2-0KCOITWINACH TUIIEPUINH- 1 -kapOokcmnata (4,99 r, 18,5 mMMons) B
tomyoute (75 mir) momemanu B atMocepy a30Ta B KPYIIIOIOHHOM K0JI0e BMeCTUMOCTRI0 500 MIT U OXJIaXKTa)Id B
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Oane ¢ cyxuM Jpaom/anetoHoM npu -77°C. T'mnpua numzoOyrunamomunus (1,0M B renrane, 40 mi, 40,0
MMOJIB) TOOABIISUIH 0 KAIUISIM IIPH TIOMOIIM Impuna B Tedenne 20 muH. PacTBop mepemeniBaiy B TedeHue 2,5
4 miepe]] J00aBJIeHUEM 10 KarusiM HackimeHnHoro BogHoro NHyCl (12,5 mur) B Teuenne 8 mun. OOpaserr HarpeBa-
i 1o 23°C u nepememuBanu B TedeHne 16 4. Cmech BeTpsxuBai ¢ Bonoi (100 mur). I[TomydeHHYIO OMYITBCHIO
dumpTpoBaNH Yepe3 BOPOHKY broxHepa u QriIbTpoBabHBIN 0canok npombiBaiu EtOAc (50 mur). Cnou pasnens-
mu. [Ipoaykr sxctparupoBanu EtOAc (2x50 mir), 3aTeM 00bEMHEHHBIE OPTaHUICCKUE IKCTPAKTHI BBICYIIUBAITH
HaJ cynb(haToM HaTpus, GIIIBTPOBAIN U BHITAPUBAIH O] IOHIKEHHBIM JaBJICHHEM C ITOTydeHHeM Macia. Be-
ecTBO pacTBOpsuTh B rekcanax-EtOAc u ounmamm npu nomomw XKXCJI Biotage (100 r koJIoHKa ¢ CHIIMKare-
aeM, ot 10 mo 60% EtOAc B rexcanax) ¢ HOJy4eHHEM TPeT-OyTHi-4-(2-THAPOKCUITIINICH) MHUIIEPUINH-1-
kapbokcunata (3,71 r, 88%). 'H SIMP (300 MI'u, XJIOPO®OPM-d) & 5,50 (t, J=7,04 T'u, 1H), 4,15-4,23 (m,
2H), 3,36-3,50 (m, 4H), 2,27 (dd, J=5,70 I'n, 2H), 2,19 (dd, J=5,70 I'u, 2H), 1,48 (s, 9H). XXMC: (IDP) m/z
250 [M+Na].

Cranus 2. Tpet-byTiin-4-(2-((TpeT-0y THIIAuM e THIICHITIIT) OKCH )3 THIINACH ) TUIIEPH IHH- | -kapOOKCHIIaT.

PactBop TpeT-OyTHi-4-(2-ruApoKCHITHIINICH ) TIIepUINH- 1 -kapOokcuiara (cragus 1, 3,71 r, 16,3 MMoub)
B IM®A (22 mi) moasepramu BosneiictButo mmupazona (3,44 r, 50,5 mmons) u TBDMS-CI (3,72 1, 24,7
mmonb). PactBop nmepememnmBamyu npu 23°C B teuenue 72 u. Xenrterii pactBop pazbasmsumm EtOAc (250 i),
poMbIBaA BOIOH (3x250 M) U coneBbIM pacTBOpoM (2x250 mur). OObeTMHEHHBIE OPTAHNIECKUE CIION BBICY-
MIMBaJIM HaJ| Cylb(}aToM HaTpus, GUIBTPOBAIHM U BBHIIAPHBAIN C MOJTy4YEeHHEM OecliBeTHOro Macia. Macio pac-
TBOPSUTA B HECKOJIBKUX MJI TekcaHoB u ouutanu mpu nomorntu JKXCJI Biotage (100 T KoJIOHKa ¢ CHIIMKAreIeM,
or 0 mo 6,5% EtOAc B rekcaHax) ¢ MOJy4e€HHEM TPeT-OyTiiI-4-(2-((TpeT-OyTHiIANMETHIICIITIII)OKCH )3 THIIH-
JIeH)munepuaus- 1 -kapookcmnara (5,37 r, 96%). 'H sIMP (300 MI', CDCl3) 6 5,40 (t, J=6,45 ', 1H), 4,21 (d,
J=6,45 T'u, 2H), 3,34-3,49 (m, 4H), 2,10-2,29 (m, 4H), 1,47 (s, 9H), 0,91 (s, 9H), 0,08 (s, 6H). XKXMC: (12P)
m/z 342 [M+H].

Cramust 3. tper-bByTnn-2-((Tper-O0y THIIUMETHIICHITIIT)OKCH )METHN )- | -0kca-6-a3acrupo| 2,5 |okTan-6-kap-
Ookcuar.

[TepememmBaeMblit pacTBOp TpeT-O0yTHI-4-(2-((TpeT-Oy THIANMETHIICHIIAI JOKCH ) THIIAACH) TUTICPUIUH- 1 -
kapOokcunara (craaus 2, 5,37 1, 15,7 mmons) B xiopodopme (200 min) oxsaxkaainu B JieasHoi O6ane. K peakun-
oHHO# cMecH nobasisutn m-CPBA (<77%, 12,57 r, 56,1 MMoIIB), TOCIIE Yero yaalisiin JeasHyo OaHro. Peakim-
OHHYIO CMECh IIepEMELINBAIN B T€UEHHE 2 AHEH, 4TO NPUBOIMUIO K 00pa3oBaHMIo Oeoro ocaaka. Peakimonnyro
cMmech racunu BogHbM 10% pactBopoM THOcynbgara HaTpus (250 MJ) M HaCHILEHHBIM BOAHBIM PAacTBOPOM
NaHCO; (250 mi). CMech BCTpSIXUBaAIM B TEUEHUE 5 MMH U 3aTeM pas3aessiii. [IpoaykT JONOTHUTENBHO YKCTpa-
rupoBasu auxiopmeTaHoM (2x400 mi). OObeAMHEHHBIE OpPTraHUYECKHE CIIOH BHICYIIMBAIN HaJl CYIb(aToM Mar-
HUS ¥ BBINIAPUBAIN MO/ TIOHMXEHHBIM JIaBICHHEM C TOIy4eHHeM 5,74 T xenTol >kunkocty. BemecTBo pacTBo-
psina B HEOONBIIOM KonmdecTBe rekcaHoB/EtOAc n ounmmanu npu nomomu XKXCJI Biotage (100 T konoHKa ¢
cunukareneM, ot 0 go 10% EtOAc B rekcanax) ¢ moiay4eHneM TpeT-OyTui-2-(((TpeT-0yTHiIInMe THIICHIIIIT)OK-
cu)MeTHi)- 1 -okca-6-azacupo| 2,5 Jokran-6-kapookcunata (2,55 r, 45%). 'H SIMP (300 MTIw, CDCly) 8 3,60-
3,86 (m, 4H), 3,36-3,53 (m, 2H), 2,98 (t, J=5,57 I'u, 1H), 1,78 (ddd, J=13,49, 9,23, 4,25 'y, 2H), 1,38-1,66 (m,
11H), 0,91 (s, 9H), 0,07-0,12 (m, 6H). )KXMC: (UDP) m/z 358 [M+H].

Cramuss 4. tper-bytnn-4-(1-a3uno-2-((TpeT-0y TUIIMMETHIICHIINAI )OKCH )3 THUT )-4 -TUIPOKCHITATIEPUTUH- | -
KapOOKCHIIaTO

PactBop  Tper-OyTmi-2-(((TpeT-OyTHIIUMETHICHIIIII )OKCH )METHII)- | -0Kca-6-a3acmupo[2,5 |okraH-6-kap-
6okcunara (cragus 3, 179 mr, 0,501 mmozp) B IM®A (4 min) nmoasepraim Bo3aeHcTBHIO Xitopuna ammoHus (102
mr, 1,91 mmous) u asuna Hatpust (153 mr, 2,35 mmons) u nepemermiBanu npu 90°C B Tedenue S5 4. Cmech pas-
6asismn EtOAc (40 mut), mpoMBIBaJIA CONIEBBIM pacTBopoM (2x40 M) u Bomoi (3x40 mur). OO0beTMHEHHBIE Op-
TaHUYECKHE CJION BBICYIIMBAIIN HaJ CyIb()aToM HaTpus, GUIBTPOBAIH U BBHIIIAPUBAIN MO TOHWKECHHBIM J1aBJe-
HueM. Ocanok pactBopsuin B rekcaHax/EtOAc u oummanu npu nomoum JKXCJ| Biotage, amoupys
EtOAc/rexcanamu (10 r kononka ¢ cumkarenem, ot 0 1o 17% 06./00.) ¢ mony4yenuem Tper-0ytmin-4-(1-a3umo-
2-((TpeT-6y THILIMMETHIICHIIAT)OKCH )3 THIT)-4-TH APOKCHIHIIepHAKH- 1 -kapGokcimara (77,2 mr, Beixox 39%). 'H
SAMP (300 MI'u, AMCO-dg) & 4,79 (s, 1H), 4,01 (dd, J=10,99, 3,08 T'u, 1H), 3,62-3,80 (m, 3H), 3,36 (dd,
J=9,23, 3,08 'y, 1H), 2,92 (br s, 2H), 1,33-1,52 (m, 13H), 0,88 (s, 9H), 0,08 (s, 6H). XKXMC: (M3P) m/z 401
[M+H].

Cramust 5. tper-bytnn-4-(1-amuHOo-2-((TpeT-0y THIAUMETHIICHITNI )OKCH )3THI )-4-THAPOKCUTTATICPUTUH- | -
KapOOKCHIIaT.

B nByxropiyio KpyriogoHHYIO K00y BMecTHMOCThI0 50 M nobasmsumu 10% Pd/C (49,0 mr, 0,046 mmoib
Pd) B atmocdepe azota. OcTopokHO A00ABISIIA METaHON (3 MJI) MPU TIOMOIIM IITPUIIA, U 3aTE€M armapar OT-
KpBIBAJIX W TPH TIOMOLIM IHUIETKH JI00aBIsUIM pacTBOp TpeT-OyTHi-4-(1-a3uno-2-((Tper-0yTHinanumMeTi-
CHJIHMIT)OKCH )3 THII)-4-THAPOKCUNTUTIEPUINH- | -kapOokcmnata (cranus 4, 1,15 r, 2,87 mmons) B MeOH (10 mu) u
3aTeM TpHATWIAMHH (5 Karens). ATMocdepy yaaisuid 1 TPYKABL 3aMeHsUTH BogopoaoM. CMeck nepeMelnBaii
B atMocdepe Bomopoza (6amioH, 1 atM.) B Teuenue 24 4. O6pasen ¢unsrpoBanu yepes Lleaut 545 na BOpoHKe
Broxuepa u ¢unpTpoBanbHbI ocanok npombiBam MeOH (40 mur). @unbTpaT BEIapUBalIM 10 HOHWKEHHBIM
JIaBJICHUEM C ToJIydeHHeM TpeT-0yTui-4-(1-amMmuHo-2-((TpeT-0yTHIIINME THICHIIFI ) OKCH )3 THIT ) -4 -THIPOKCH-
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nunepuauH- 1 -kapbokcunara (1,07 T, 99%). 'H IMP (300 MI'u, IMCO-d¢) & 4,25 (s, 1H), 3,63-3,80 (m, 3H),
3,40 (dd, J=9,97, 7,62 I'n, 1H), 2,96 (br s, 3H), 1,04-1,57 (m, 15H), 0,86 (s, 9H), 0,04 (s, 6H). XKXMC: (UDP)
m/z 375 [M+H].

Cramust 6. Tper-byrun-4-(1-(5-amuno-1-(4-¢propdenun)-1H-nmupazon-4-kapookcamuno)-2-((Tper-Oy -
JIUMETHUIICHIIIT)OKCH ) 3THIT ) -4-TUIPOKCUITUITIEPUANH- | -KapOOKCHITAT.

PactBop TpeT-0yTnn-4-(1-aMuHO-2-((TpeT-0y THIAMME THIICHITAI ) OKCH )3 THUI ) -4 -THIPOKCUITHITEPUTHH- | -
kapOokcuiaTa (cramus 5, 922 mr, 2,46 MMoib) B nuxiopMerane (30 Mi1) moaBeprain BO3AEHCTBUIO S-aMHHO-1 -
(4-dbropdennn)- 1 H-mupazon-4-kapoonoBoit kuciotsl (571 mr, 2,58 mmons), HATU (989 mr, 2,60 Mmmons) u
tpuaTHIamMuHa (1,72 M, 12,3 MMoib). PeaknmonHyto cMech nepemeruBaiu pu 23°C B TedeHue 4 qHEH U pas-
6asisumn EtOAc (250 mim). Opranmdeckuid ¢TI0 IPOMBIBAIIA HACHIIIEHHBIM BOJIHBIM PACTBOPOM XJIOPHAA aMMO-
Hus (250 mut), coneBsiM pactBopoM (250 M) u Bomoit (2x250 mir). OObeMHEHHBIE OPTaHUIECKHE CJIOU BBICY-
IIMBaJM HAJ Cyab(paToM HATpHs, GUIBTPOBaIH, 00padaTHIBAIN CHIIMKATCIIEM U BBIMAPUBAIH O TTOHIKCHHBIM
nasneHueM. BemectBo ounnianu npu nomoinu JKXCJI Biotage, amounpyst EtOAc/I'ekcanamu (50 T KoJloHKa
cunukarenem, ot 0 1o 50% 00./00., u3okparudeckoe mronpoBanue npu 42% EtOAc) ¢ modydeHuem Tpet-
oyrni-4-(1-(5-amuno-1-(4-proppennn)-1H-nupazon-4-kapdokcamuo)-2-((TpeT-0y THIINME THIICHIIHI ) OKCH )3T~
HIT)-4-THAPOKCHITHITEpHANH- 1 -kapGokcumara (841 wmr, 59%). 'H SIMP (300 MI'm, IMCO-d¢) & 8,01 (s, 1H),
7,53-7,63 (m, 2H), 7,25-7,41 (m, 3H), 6,35 (s, 2H), 4,62 (s, 1H), 3,91-4,08 (m, 2H), 3,59-3,77 (m, 3H), 2,99 (br
s, 2H), 1,22-1,59 (m, 13H), 0,82 (s, 9H), 0,02 (d, J=4,40 I', 6H). &KXMC: (UOP) m/z 578 [M+H].

Cramust 7. Ttper-bytmn-4-(2-((tper-OyTrmaumeTricunit)okcH)- 1 -(1-(4-bropdenmn)-4-okco- 1 H-mupazo-
110[3,4-d|mupumuua-5(4H)-mm)a e )-4-Tuip OKCHITHTIEpU I H- | -kapOokcHiaTa.

PactBop Tper-Oytrin-4-(1-(5-amuno-1-(4-dropdenmn)- 1 H-mupazon-4-kapookcamuio)-2-((TpeT-0y T Iu-
METHJICHITIIT)OKCH )ITHI ) -4-THAPOKCUTTUTICpUANH- | -kKapOokcmnarta (ctaaus 6, 180 mr, 0,311 MM0OIIb) 1 MOHOTHI-
pata m-toxyoJicysbdonoBoi KucioThl (5,0 mr, 0,026 MMons) B TpudTHIOpTOYopMuUaTe (5,4 mi, 32,4 MMOIb)
nepememuBaiy npu 23°C B Teuenue 3,5 4. PeaknmnoHHyto cMech racwii TpudTHiaaMuHoM (12 kanens). O6pasert
pactBopsuti B EtOAc/rekcanax u J00OaBIsUTM BEIIECTBO HA TOH jK€ CTAUH, YTO TP IpeapaymemM 3amycke (20,1
mr, 0,035 MMoue IHpa3oiia B KauecTBE MCXOAHOTO BemecTBa). O6pasen ountnany npu nomorny JXKXCJI Biotage
(10 r xononka ¢ cunukareseM, ot 0 1o 50% EtOAc B rekcanax, ¢ MU30KpaTHUECKUM dJIOUpoBaHueM mpu 16%
EtOAc) c mnomyuenuem TpeT-OyTHin-4-(2-((TpeT-OyTHaIUMeTHICHINT)oKeH)-1-(1-(4-pTopdennn)-4-okco-1H-
npazono|3,4-djmupumunun-5(4H)-um)atin)-4-runpokcununepuani- 1 -kapookcmiata (130 mr, 64%), u wuc-
TIONb30BaNM 63 nanpHeimeit ounctkn. 'H SIMP (300 MI'u, IMCO-d) & 8,45 (s, 1H), 8,39 (s, 1H), 7,99-8,13
(m, 2H), 7,38-7,51 (m, 2H), 5,22 (s, 1H), 5,06 (dd, J=10,11, 5,72 ', 1H), 4,14-4,25 (m, 1H), 4,03-4,13 (m, 1H),
3,53-3,80 (m, 3H), 3,06 (br s, 3H), 1,61-1,74 (m, 2H), 1,38 (s, 9H), 0,66 (s, 9H), -0,03 (d, J=9,67 I'u, 6H).
KXMC: (UDP) m/z 588 [M+H].

Cramus 8.  1-(4-®ropdennn)-5-(2-ruapoxcu-1-(4-rugpoxcununepuann-4-un)3tun)- 1 H-nmapaszomno(3,4-
djmapumuana-4(SH)-0Ha THAPOXIOPHUI.

TutynpHOE COEOMHEHHWE IMONTydald COTJIACHO METOAWKE, OMHCAHHOW B IpuMepe 2a, C HCIOJIb30BaHHUEM
TpeT-0yTnn-4-(2-((TpeT-0y THIANMETHIICHIIIT)OKCH )- 1 -(1-(4-pTopdenmn)-4-okco- 1 H-mupazono[ 3,4-d jmupumu-
IH-5(4H)-nn)atrn)-4-ruapoxcununepuans- 1 -kapookcunara (cragus 7, 124,5 mr, 0,212 MMoins) B KauecTBe
nucxoaHoro BemecTsa (83,7 mr, 96%). 'H iMP (300 MTI', IMCO-dy) & 8,85 (br s, 1H), 8,46-8,57 (m, 1H), 8,45
(s, 1H), 8,39 (s, 1H), 8,01-8,13 (m, 2H), 7,37-7,49 (m, 2H), 5,44-5,99 (m, 4H), 5,00 (dd, J=9,23, 5,42 I'u, 1H),
3,86-4,10 (m, 2H), 3,11-3,24 (m, 1H), 2,80-3,11 (m, 3H), 1,94 (br s, 2H), 1,57-1,74 (m, 1H), 1,28 (br d, J=14,07
I'y, 1H). XKXMC: (UDOP) m/z 374 [M+H]

0
—hH OH OH
(0] N
w N T
T N/VO NN “Bo N N7 NH

Cmadus 1 C Cmadus 2

N /J N —_— —_— TFA
N N Boc @
N\
z v

T

IIpumep 80. TIpomexxyrouHoe coeamnenne 2-515a. 5-[(4-I'mapoxcununepunuH-4-win)mernn]-1-[4-(4-
metwi- 1 H-mupaszon-1-un)pennn]-1H,4H, SH-upaszoino[ 3,4-d jrupumuaua-4-od, TOVY cob.

Cramus 1. tper-bytun-4-runpoxcu-4-([ 1-[4-(4-metnn-1H-tmmpazon-1-un)dpenwn]-4-oxco-1H,4H,SH-mupa-
30510[ 3,4-d |mupuMuIUH-5 -WT |[METHIT ) TUTIepU I H- | -kKapOoKCHIIaT.

B Tpexropiyro KpyriomnoHHy0 Koj0y BMECTUMOCTBIO 25 Mil, 000pYAOBaHHYIO OAIJIOHOM C a30TOM, Mar-
HUTHOM MeIIaNKoli, KOHJCHCATOpOM M TEPMOMETPOM, 3arpyxaiu TpeT-OyTui-4-[[1-(4-6pomdpenni)-4-okco-
1H,4H,5H-nmpazosno[3,4-dJmupumuus-5-uin|MeTni|-4-rugpoKcuunepuanH- 1 -kapOokcunar  (IpoMexXyTOYHOE
coequaeHue 28x, 1,000 r, 1,98 mmons), 4-metun-1H-mupazon (1,30 T, 15,8 mmons), mequ (1) #iogun (0,754 T,
3,96 mMos), kapOonar Hatpus (0,421 r, 3,97 mmous), (1S,2S)-1uknorekcan-1,2-muamus (0,046 T, 0,40 MMOJIB)
u nuokcad (7 mu). Ilomyuennsiii pacTBop nepemeruBaiy B Tedenue 12 1 npu 120°C B armocdepe azota. [Tocne
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oxnaxaeHus 1o 23°C, cmech pazbanisum Bogoi (10 mur). TIpoaykT skcTparupoBaiu TUXJIOpMeTaHoM (3x20 M),
Y OpPraHWYecKHE CJIOM OOBEIWHSIIM, IIPOMBIBAJIM COJEBBIM pacTBOpoM (20 Mur), BHICYIIMBaIN Haj OE3BOJHBIM
cynbhaToM HaTpus, QUIBTPOBAIN W KOHIEHTPUPOBAIM NOA BakyyMoM. OcaoK OYMINANU MPH MOMOIIH KOJIO-
HOYHOW Xpomatorpaduu, sIroupys aneraTom/meTpoieiHsM sdupom (35:65, 00./00.), ¢ moydeHHeM Tper-
Oytui-4-ruapokcu-4-([ 1-[4-(4-metun- 1 H-mupazon- 1 -mn)pennn]-4-oxco-1H,4H, SH-mmpazoino|[ 3,4-d jmupumu-
JUH-5 -1 | MeTH ) TunepuanH- 1 -kapookemiara (0,140 T, 14%). XKXMC: (UDP) m/z 506 [M+H].

Cramus 2. 5-[(4-T'mppoxcununepuaua-4-wn)metw |- 1-[4-(4-metun- 1 H-tupazon-1-wn)denwn]-1H,4H,5H-
nupazono|3,4-d|mupumunua-4-o1, TOVY conb.

TuUTyIbHOE COCNMHEHHE MOJydYalld COIJIACHO METOJIUKE, OMHMCAHHOW B MpUMeEpe 2, ¢ HCHOJIb30BaHUEM
TpeT-0yTun-4-runpokcu-4-([ 1-[4-(4-metun- 1 H-upazon- 1 -un)pennn]-4-okco-1H,4H,SH-tmpazono[ 3,4-d Jnupu-
MUJIMH-5-WJI|[METHIT) IHIIepuAnH- 1 -kapOokcuiara, craaust 1, B kauectBe ncxoguoro Bemectsa (0,112 1, 95%).
KXMC: (UDP) m/z 406 [M+H].

[TpomexyTouHble coearHEeHUS B Ta0I1. 35 OBLIM NOIYYSHBI COTJIACHO METOIUKE, OITMCAHHOI BBIIIE.

Tabauna 35
. MC (U3P,
Vcrionb 30BaHHBI
[IpoMeXyTOYHOe CoeIuHeHMe Ne: m/z)
IpequecCTBeHHNK
[M+H] .
TpeT-0yTuin-4-[[1- (4-
SpombeHMIT) ~4-0KCO—
[IpoMexXyTOUYHOE coeIMHeHMne 2-
1H, 4H, 5H-
517aa. 1-(4- (1H-nimpaszoa-1-
nupaszoJio[3, 4-
wmit) beHmt) -5- ( (4-
d] nupuMmaouH-5- 392
TUOPOKCUNMIIEPUONH-4-1J1) METWJI) —
milMmerni] —4-
1, 5-gurnppo-4H-niupaszoso[3, 4-
TUOPOKCUNINIePYOUH-1 -
d] nupyummanH-4-od, TOY cCoJb
rapboxcuyaT n 1H-
oMpasoJl

IIpumep 81. IIpomexxyrouHoe coenunenune 2-619a. 4-(4-Okco-4,5-quruaponupasono|3,4-d|mupumu - 1-
WT)0eH301HAsT KUCIIOTA

NC Vs O/\ CN (6]
/
HCI 7 NH
Cmadu,q1 H, Cmadu,qz N\N | /)
{ ;7 > >//< N
HOOC
HOOC
HOOC

TuTynpHOE COEAMHEHUE TMOJIYYald COTJIACHO METOJUKaM, ONHCAaHHbIM B mpumepe 21, ctaaus 1, 2, ¢ uc-
MOJIB30BAHUEM THAPOXIIOPUIA 4-THIPA3UHUIOCH30HHONH KUCIOTH (4,95 T, 26,2 MMOJb) B Ka4eCTBE MCXOHOTO
BerrectBa JKXMC: (ES) m/z 257 [M+H].

[IpomexxyTouHble coeAMHEHMS B Ta01. 36 OBLTH MOJIyYCHBI COTJIACHO METOIUKE, OIIMCAHHOH BBIIIIC.
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Tabauna 36
MC (M3P,
McnonbB0BaHHbNL
[lpoMexyTOUHOE COeIOMHeHMne Ne: m/z)
npemueCcTBeHHNK
[M+H] .
[IpOMeXy TOUHOS coeIVHEeHNe 2-
(4-
537aa 1- (4-MeTunbenni) -
MeTUIJIQEeHUTT) TUIpasmuHa 227
1H, 4H, SH-ntupaszoJjo [ 3, 4-
TUIPOXJIIOPUL
d] nupuMmInH-4-0H
1-(4-
TunpasuHuIbern) —1H-
1,2, 3-Tpuasoina
[IpoMeXyTOYHOE COeIOuHEeHue 2-
TyapoxJjopun u 2- (4-
366a. 1-(4-(1H-1,2,3-TpMas3oj-
TUIpasvHWIbeHnI) -
1-wmi) denn) —1H-nupaszoso [ 3, 4-
1H-1,2,3-Tpuaszona
d]lnupuMmanH-4 (5H)-oH m 1-(4- 280
TUOPOXJIOPUI,
(2H-1,2,3-Ttpuazon-1-ui) beHnnu) -
oJIydeHHHe u3 4- (2H-
1H-nupasoiso[3, 4-d] nupuMmuomuH-4
1,2,3-Tpuason-2-
(5H) —on
M) aHnImMHa n 4- (1H-
1,2,3-Tpuasoni-2-
JI) aHWJIMHa
(4-BpoM—3-—
MeTUIheHUIT) TUIpa3UH,
TIOJIYYEeHHE COTIJIaCHO
[IpoMeXyTouHOe coeIuHeHue 2-
MeTOOUKE,
3111. 1-(4-6poM—3-MeTUIOeHNTT) —
MCIIOJIL30BaHHOM IJIiA 305, 307
1H-nupasoso[3, 4-d] nupuMmuomuH-4
TIOJIyYeHU s
(5H) —on
TIPOMEXY TOUHOT'O
coeIVHeHna 2-28 us
4-BpoM—3-
MeTUJIaHWUINHA
(4-dTOP-3-
MeTunheHnII) TuIpasmuH,
HauuHasg ¢ 4-bTop-3-
[IpoMeXyTOYHOE COeIMHEeHre 2- MeTuJI0eH30JaM1Ha,
3112. 1-(4-dTop-3-MeTunbeHUIT) - KaK ONINMCaHO B
245
1H-nupasoso[3, 4-d] nupuMmunonu-4 MeTOOMUKeE,
(5H) —on MCIIOJIE30BaHHOM IJIA
[IOJIyYeHM I
TIPOMEXY TOUHOTO
coenMHeHUsa 2-28

Mpumep 82. Ilpomexyrounoe coeaumHenue 332aa. 7-(4-Propdenmn)-6-penmn-3H-nmupporo[2,3-
dmupumunua-4(7H)-on
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i o]
/\ N F@NHZ = | )J\OH

Cmadu,q 1 Cmadus 2 N~ “NH, Cmadus 3
N
N < j

Cranus 1. 2-(2-Okco-2-peHII THIT)MATOHOHUTPHIL.

B Tpexropiyio KpyriioJOHHYIO KOJIOYy BMECTUMOCTBIO 250 Mil, 000pyIOBaHHYIO MarHUTHON MEIIalIKOH,
3arpyxanu nponanguauTpria (1,39 r, 21,04 mmoins), atanon (100 mir) u 2-6pom-1-dpenummaran-1-on (S 1, 2 5,1
MMOJIb) | 3aTeM I10 KaruisaM 100aBisiIn ruapokcun varpus (1,26 r, 31,5 Mmons) B ataHode (25 mi) anpu niepe-
MEIIMBaHWK B TeueHue 3 MuH. [lepeMenmmBanue mpoaoikany B TedeHue 1 4 npu 23°C, mocie 4ero peakiuoH-
HYIO0 CMECh KOHIICHTPUpPOBaIW 1o BakyymMoM. Ocanok pazbasisuti Bomou (50 mur). TIpoaykT skcTparupoBaiu
stwnaneratoM (5x50 mi). OObeqMHEHHBIE OPTaHUYECKHE CIION BBICYLIMBANIN HaJl OE3BOAHBIM CyibdaToMm Ha-
Tpus, GUIBTPOBATH M KOHICHTpUpoBaau. OcaqoK OYHINAIN MIPH ITIOMOIIHA KOJIOHOYHON XpoMartorpaduu, 3ITou-
pys ortunaneratom/merponeiinbiM  ddupom (1:1  00./06.), ¢ momydeHueMm 2-(2-okco-2-heHUIITHI)Ma-
nononutpuia (1,2 r, 31%). KXMC: (M9P) m/z 185[M~+H].

Cranus 2. 2-AmuHo-1-(4-gpropdennn)-5-pennn-1 H-nupposn-3-kapooHuTpHir.

B npoOupky s MHKPOBOJHOBOTO peakTopa BMecTHMocThio 10 wmi 3arpyxkamu 2-(2-okco-2-
¢dermmTHI)ManoHoHUTpHA (cTaaus 1, 340 mr, 1,85 mmons), 4-propanmmun (204 mr, 1,84 mMons), atanon (3
MJI), XJI0OpHcTOBOIopoaAHYIo KucaoTy (0,1 mi, 12H.). PeakunoHHyr0 cMech OABEPrajd MHUKPOBOJIHOBOMY H3ITy-
yenuto B Teuenue 1 4 npu 120°C u oxnaxaanu 1o 23°C. pH noBogunu a0 8 ¢ UCMONIb30BaHUEM HACBIILIEHHOTO
KapOoHaTa HATPHS, U MPOAYKT dKCTparupoBaitn dTrinanetaToM (5x30 min). OO0beqMHEHHBIE OpPTaHUYECKHE CIION
BBICYIIMBAJIM HaJ OC3BOAHBIM CyNIb(paToM HaTpusi, GUIBTPOBAIN M KOHIEHTPUPOBAIH IMOJ BakyyMoM. Ocalok
OYMIIATM TPH IOMOIIM KOJOHOYHOW Xpomarorpaduu, 3IIIOUpYs JTHaneraroM/merponeiinsiM adupom (1:1
00./06.), ¢ momyuenueM 2-ammuHO-1-(4-pTopdennn)-5-penni-1H-muppon-3-kapborntpuna (180 wmr, 35%).
AKXMC: (UDP) m/z 278 [M+H].

Cramus 3. 7-(4-®ropdennn)-6-hennn-3H-muppono[2,3-d|mupumunua-4(7H)-oH.

B Tpexropnyro KpyrioJOHHYIO KOJOY BMECTUMOCTBIO 50 MiI, 000pYyZOBaHHYI0 MarHUTHOH MEIIaJIKOM,
TEPMOMETPOM W KOHJIEHCATOPOM, 3arpyxaiu 2-amuHo-1-(4-propdenmn)-5-penmn-1H-muppoi-3-kapOoHUTPUIT
(cragus 2, 90 mr, 0,32 MMoutb), MypaBbuHyt0 Kucioty (10 mi) u Bogy (0,5 mi). [TomydeHHBIH pacTBOp nepeme-
muBany B TeueHue 1,5 4 mpu 100°C u oxnaxnanu go 23°C. PacTtBopurens ynanany MoJx BaKyyMOM, U OCaAoK
pasbasisum Bogoi (20 mun). [Tpoaykt axcTparupoBanu stunamneratoM (5x20 min). O0beTMHEHHBIE OpPTraHNYECKHE
CJIOW BBICYIIMBAJIM HaJ| O€3BOJHBIM CyIb(aToM HaTpus, GUIBTPOBAIN U KOHIEHTPUPOBAIH C ITOJTydeHUuEeM 7-(4-
dbropdpernn)-6-penmn-3H-nmuppoino|2,3-d[mupumunun-4(7H)-ona (120 Mr) u ucnonb3oBanu 0e3 HaTbHEHUIICH
ounctku. XKXXMC: (MDP) m/z 306 [M+H].

IMpumep 83. IIpomexxyrounoe coeaunenne 2-537a. 1-[4-(ruppoxcumerwmn)denun]-1H,4H,5H-mpaszo-
10[ 3,4-dmupumunnH-4-0H

O
o @)

/ NH ; NH / NH

/ N, ) Cmadus 2 \N

g = ~ 3"

Cramus 1. 1-[4—(I[H6p0MMeTHn)q)eHHH]—1H,4H,5H-m/1pa30no[3,4—d]n1/1p1/1M1/1;[1/1H—4-0H.

B Tpexropiyio KpyriiogoHHYIO KOJOY BMECTUMOCThIO 250 Mi, 000pYyIOBaHHYIO MarHMTHON MEIIaJIKOM,
KOHJICHCATOPOM W TEPMOMETpPOM, 3arpyxkanu 1-(4-mertundenwmn)-1H,4H,5SH-upazono[3,4-d|nmupumuainH-4-o1
(900 wmr, 3,98 mmous), TerpaxaopmeTad (60 mit, 619 mmois), N-6pomcyknuanmug (2,25 t, 12,6 MMoitb), OeH30-
nn nepokcun (2,03 r, 7,90 mmons). PactBop nepememuBanu B Teuenre 14 1 nmpu 80°C B macisiHo# 6ane. [Tocme
oxnaxaeHus 1o 25°C, peakImoHHyo cMech racvd Booi (50 mur). ITpoayKT sKCTparupoBaid AUXIOPMETAHOM
(4x40 ). OObeTMHEHHBIE OPTAHWYECKUE CIIOW MPOMBIBAIIA COJIEBHIM pacTBOpoM (30 Mi1), BRICYIIMBAIN HAT
0e3BOHBIM CYNB(HATOM HATPHs, QUIBTPOBATH U KOHICHTPUPOBAIH MO BakyymMoM. OcaJloK OYHIIAIU MPH TO-
MOIIY KOJIOHOYHOH XpoMaTorpaduu, JIoupys Auxiiopmeranom/mMeranonom (20:1, 00./06.), ¢ momyuenueM 1-[4-
(muopommetmn)pennn|-1H,4H,SH-ntmpazono[ 3,4-d[mupumunua-4-oHa B BHJIE TBEPAOTO XKenToro Bemectsa (1 T,
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65%). XKXMC: (ES) m/z 383, 385, 387 [M+H].

Cranus 2. 4-[4-Oxkco-1H,4H,5H-tupazono[ 3,4-d [mupumunus- 1 -un | 6eH3amb AeTH .

B Tpexropiyio KpyriiogoHHYIO KoJ0y BMecTUMOCThIo 100 Mi, 000pyIOBaHHYIO MarHMTHOW MEIIaJIKOM,
KOHJCHCATOPOM H TEPMOMETpOM, 3arpyxanu 1-[4-(mubpommermn)dennn]-1H,4H,5H-mupazono[3,4-d]|mupu-
MuauH-4-oH (ctamus 1, 1 r, 2,60 Mmob), auokcan (20 mur), Boxy (40 M) m kapOoHat kambius (260 mr, 2,55
MMoutb). [TomydeHHbIN pacTBOp nepeMemuBaiy B Teuerne 1 1 npu 100°C B MacisHOM O6ane. [Tocie oxmaxkaeHus
1o 25°C, peaknmoHHYI0 cMech Bogoi (20 mur). TBepaple BemecTBa COOUPATTH MyTeM (HIIBTPAITH, TTPOMBIBAIH
BOJOH (2x20 M) M BBICYIIMBAIM B CYIIMIbHOM mKady c momydenueM 4-[4-okco-1H,4H,5H-mmpa3zonol[3,4-
d]mupumuana-1-un]6en3anpaernia B BuAe TBEpAOTo kenroro BemecTtsa (900 mr, > 95%). dKXMC: (ES) m/z
241 [M+H].

Cranus 3. 1-[4-(I'unpoxcumernn)pennn]-1H,4H,5SH-nmupasoinol 3,4-d [mupuMuanH-4-0H.

Kpyriononnyio kondy BMecTHMOCThIO 50 MII, 000pyJOBaHHYIO MAarHUTHOW MEUIAIKOH, 3arpyxann 4-[4-
okco-1H,4H,5H-niupazono[3,4-d Jnupumunun- 1 -ui|oenzanpaerun (ctaaus 2, 500 mr, 2,08 MMOIIB) U TeTparui-
podypan (20 mu). ITocne sToro mobasnsu Goporuapun Hatpust (463 mr, 12,2 Mmmoins) no nopuusiM npu 0°C.
PactBop nepememmnBanu B TeueHue 4 4 npu 25°C. Peakunonnyto cMech racuin Bojo# (10 Mi1) 1 IpogyKT dKCT-
parupoBanu stmianeraroM (3x20 mi). OObeaMHEHHBIE OPraHWYECKHE CIIOW BBICYNIMBAIN HaJ OE3BOHBIM
cynbhaToM HaTpus, GUIBTPOBAIN W KOHIEHTPUPOBAIH NOA BakyyMoM. OcaoK OYMINANU TP MOMOIIHM KOJIO-
HOYHOUW Xpomatorpadum, smoupys auxiaopmetanom/meranosom (50:1-20:1, 06./06.), ¢ mosrydeHuem 1-[4-
(ruppoxcumernn)pennn|-1H,4H,SH-mmupazomno|3,4-d[mupumuana-4-oHa B BUE TPA3HO-0EIOTO TBEPAOTO BEIIIe-
ctBa (100 mr, 20%). XKXMC: (ES) m/z 243 [M+H].

IIpumep 84. IIpomexxyrounoe coemaunenue 2-665a. 1-(4-LluknoOytundenun)-5-[(4-ruapoKCHITATICPUIUH-
4-um)metun |-1H,4H,5H-mmpazono| 3,4-d Jrupumuaun-4-o1, TOVY conb

(0]
0 OH q /\/L)CL OH OH
ZnBr 4 N% / | N
4 N NSl Cmadus 2 N,
N;jl\)j A@ Cmadus 1 N N/) N‘Boc 0 N N/) NH
N TFA

N\Boc

Br

Cramus 1. Tper-byrmn-4-[[1-(4-mmukno0ytundenmn)-4-oxco-1H,4H,5SH-mupazomno[3,4-d mupumuua-5-
W |MeTh |-4-TUAPOKCUTTHIICPUANH- | -KapOOKCHIIAT.

B kpyrnomonnyto konby BMectuMocThio 100 mitr, 060opymoBaHHYIO 0aUTOHOM C a30TOM M MarHMTHOM Me-
mankod,  3arpyxamu  Tper-OyTmin-4-[[1-(4-6pomdenmn)-4-oxco-1H,4H,5SH-mupazomno[3,4-dmupumuana-5-
i |Metnn|-4-ruapoxcununepuans- 1 -kapookcmmar (500 mr, 0,99 mmons), Tetparunpodypan (30 M), mamragus
arietar (11,1 mr, 0,05 mmons), S-Phos (30,5 mr, 0,07 Mmmons), 6pom(uukmoOyTim)uHK (1,98 M, 4,94 MMob).
Peakimonnyto cMech nepemMerniBain B Teuenue 16 4 npu 25°C B atmocdepe azora u 3ateM racuid Bojgor (50
Mmi). [Ipoaykr skctparupoBamu stwinaneratoM (3x40 mur). OObeAMHEHHBIE OPTaHUYECKUE CIIOM BBICYIIMBAIN
HaJl 0e3BOHBIM Cyib(aToM HaTpus, (GUIBTPOBAIN W KOHIIEHTPUPOBAIHN 0] BaKyyMoM. Oca/loK OUYMIIAIH TPH
MIOMOIIY KOJIOHOYHOW XpomaTtorpaduu, dIIoupys dTHIANeTaToM/eTpoiedHbM d¢upom (1:1, 00./06.), ¢ momy-
YyeHHueM TpeT-0yTui-4-[[ 1-(4-nuknobyrundennn)-4-oxco-1H,4H,5H-nupasono| 3,4-dmupumunns-5-un | MeTni|-
4-runpokcununepunut-1-kapookcuinara (50 mr, 11%). KXMC: (ES) m/z 480 [M+H].

Cragus 2. 1-(4-LHuxnoOyrundenmn)-S-[(4-runpoxkcununepunud-4-wi)metwi -1 H,4H, SH-mupazomno[3,4-
djmupumuaua-4-oH, TOVY comb.

TutynpHOE COeNMHEHHE IMOTyYalld COTJIACHO CIIOCO0Y, OMMCAHHOMY B TPHMEpE 2, C UCIOJIb30BaHUEM
TpeT-0yTun-4-[[ 1-(4-uuknooyrmidennn)-4-okco-1H,4H,5SH-tupazono[ 3,4-d jmupumu quH-5-w |Me T |-4-Tu -
pokcununepuanH-1-kapookcunara (cragus 1, 50 mr, 0,10 MMOnB) B KadecTBe MCXOAHOTO BemecTBa (52 mr).
KXMC: (ES) m/z 380 [M+H].

IIpumep 85. TlpomexytouHoe coemuHenue 2-869a. 4-[1-[2-(bensunokcu)aTmi]-1H-mupazon-4-
WIT|OCH30IHAST KUCIIOTA

B-O .
N{ \; o Z o/\/Br o/\
o N | ; OH
/@)ko/\ Cmadus 1 o™~ Cmadus 2 N Cmaun3 ’
Br 4 ’ /"J

HIN 0 fJN
) <

- 159 -



038204

Cranus 1. Otun-4-(1H-nupason-4-wmm)oeH3oar.

B Tpexropmyro KpyriogoHHY0 KoJa0y BMecTUMOCTHIO 500 M, 000pyIOBaHHYIO 0aNIOHOM C a30TOM, Mar-
HUTHOU MENIATKOH, KOHACHCATOPOM M TEPMOMETPOM, 3arpykaiu 3Tmia-4-0pombensoar (2 r, 8,73 mMmodmb), 4-
(TerpameTmii-1,3,2-nrokcaboposan-2-mn)-1H-mupazon (2 r, 10,3 mmons), Pd(dppf)Cl,.CH,Cl, (700 mr, 0,86
MMOJIb), kKapOonat kamus (26,3 mr, 0,19 mmons), 1,4-muokcan (200 M) u Boay (20 mur). ITomydeHnsIit pacTBop
nepememuBain B TedeHune 10 9 mpu 100°C B macisHO# OaHe B atMocdepe azota. [Tocie oxnmaxaenus mo 25°C,
peakumoHHyIo cMech racuim Bozoi (200 mu). I[IpoxykT axcrparuposaiu strinaneratoM (3x50 mir). O0beuHeH-
HBIE OpPTaHWYECKHE CJIOM BBICYIIUBAIIN HaJ Cyab(haToM HATpHsA, (GUIBTPOBAIM M KOHIICHTPHPOBAIH IOJ BaKyy-
MoM. OcaJIoK OYHINAIH IMPU TTOMOIIH KOJIOHOYHOHN XpoMaTorpaduu, dITIOUPYS dTUIIANeTaTOM/ieTposieyMoM (4:1,
00./00.), ¢ momydenuem strin-4-(1H-mupa3zon-4-un)den3zoata B BHIAE TBEPAOro XenToro BemecTBa (360 wr,
19%). KXMC: (U5P) m/z 217 [M+H].

Cragus 2. Otun-4-[1-[2-(6en3mnokcn )t |- 1 H-mupazon-4-un|0eH3oar.

TutyneHOE coenUHEHHE OBUIO TIOJIYYECHO COTJIACHO METOJMKE, ONMCAHHOM B mpuMepe 865, cranus 1, ¢ uc-
nonb3oBaHueM 3Tui-4-(1H-mpazon-4-nm)densoar (cramus 1, 80 wmr, 0,37 mmoms) u [(2-OpomdTOKCH)MeE-
Ti|6en3ona (240 mr, 1,12 MMOJIB) B Ka4eCTBE UCXOTHBIX BEIICCTB, M YKa3aHHOC COCAMHCHIE HCIIOIh30BATH HA
cienyromien ctaauu 6e3 ganpHeiniei ounctku(100 mr). XKXMC: (UDP) m/z 351 [M+H].

Cramus 3. 4-[ 1-[2-(bensumokcn )atnin]- | H-nmupa3zon-4-nin|6eH30iiHas KUCIOTA.

TutyneHOE coennHeHHE OBUIO MOIYYEHO COTIIACHO METOAWKE, OmHcaHHOH B mpuMmepe 10, cramus 2, ¢ uc-
MoJIb30BaHueM JTHI-4-[ 1-[2-(6en3mnokcn)atui]- 1 H-mupazon-4-un]6ensoara (ctagus 2, 100 mr, 0,29 MMobp) B
KadecTBe UcXoaHOTOo BemecTBa JKXMC: (MOP) m/z 323 [M+H].

ITpumep 85a. I[Ipomexxyrounoe coequHenue 2-131. tpanc-4-(AudTopMeTOKCH)ITUKIOTeKCaH- | -kapOoHOBas
KHCJIOTA

O O\\ JF
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MpomexyTouHoe
coeMHeHune 2-131

Cramus 1. Merun-(1r,4r)-4-(nudropMeToKCH JIMKIOTeKCaH- | -kapOoKcHIaT.

B Tpexropiyro KpyrionoHHyo koia0y BMecTUMOCTHIO S50 Mil, 000pyZnOBaHHYIO OAIJIOHOM C a30TOM, Mar-
HUTHOM MeIIaJKoH, KOHIAEHCATOPOM W TEPMOMETPOM, 3arpyXajil METHJI-TpaHC-4-THAPOKCHIMKIOTeKCaH-1-
kapOoxkcmiar (200 mr, 1,26 mmoins), atetorutpri (20 M) u Hoaun meau (239 mr, 1,25 mmons). K peakimonHon
cMecH N0 KarusiMm gobasisuin 2,2-nudrop-2-(hropeynsponmn)ykeycnyro kucioty (715 mr, 4,01 Mmois) npu
nepememuBanuy npu 65°C B Teuenue 15 munH. PacTBop nepememmuBanu B TeueHue | 4 u oxmaxaamu go 25°C.
Peakmmonnyto cmeck racunu Bomoi (15 mu). IIpomykr skctparupoBanu stwnaneraroM (3x30 mi). Opranude-
CKHE CJIOM 00BEIMHSIIN, TIPOMBIBAIIN COJIEBBIM pacTBOpoM (3x20 MiT), BRICYIIMBAIH HaJX OE3BOAHBIM CYIb(haToM
HaTpusi, QUIBTPOBANH M KOHLIEHTPUPOBAIH 0] BakyyMoM. OcaJoK OYMINAIM IPH MOMOIIM KOJIOHOYHOH Xpo-
MaTtorpaduu, dITIOUPYS dTHIIANEeTaTOM/IeTpoieitHbpM ddupom (1:10-1:5, 006./006.), ¢ MOTyYEeHHEM THTYIHHOTO
coenuaenus (200 mr). GCMS: m/z 208.

Cramus 2. tpanc-4-(JIndropmeTokcn)muKiIorekcan- 1 -kapOoHOBast KUCIIOTA.

TutynpHOE COEMHEHNE TIOTy4Yallll COTIacCHO METOMKE, ONMCaHHOH B mpuMepe 10, craaus 2, ¢ UCHIOIb30-
BaHueM MeTHI-(11,4r)-4-(mud TopMeTOKCH )IIUKIIOTeKcan- 1 -kapookcmnarta (100 mr, 0,48 MMos), (TPOMEKyTOU-
Hoe coemmHeHme 2-131, 40 mr, 43%). XKKXMC: (M2P) m/z 193 [M-1]. *Komonka: XBridge Shield RP18 OBD
Komnonka, 5 mxMm, 19x150 mwm. [TonemxHas dasza A: Bognas tpupTopykcycras kuciota (0,1%)/moxsmxHas dasa
B: aneronutpun. I'paguent: ot 25% B 1o 45% B B Teuenune 7 mun. letexrop: 220 u 254 uM. CriocoObl cuHTE3a
coenuHenuit popmyisl (1), cocod A.

Mpumep 86. 5-((4-I'mppoxcu-1-(3-pennnOyranonn)nunepuanH-4-mi)mern)- 1 -merun-1,5-quruapo-4H-
npasono|3,4-dmupumunnn-4-on (I-1)

o AAHCL OH
1N N NNG
N\NAAH\/) mH-TFA N N/) N
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K pacrBopy 5-((4-rumpoxcununepuaus-4-mr)mern)-1-merun-1,5-qurunpo-4H-nmpazono[3,4-dmmupn-
MHUIMH-4-0Ha TPUPTOPYKCYCHOW KHCIOTHI (TpoMexyTodHoe coeamHenue 2-2, 21 wmr, 0,08 mmoms) B 1,2-
nmuxiopatane (0,2 mi) mo6asismu 3-penmndyranHoByio kucioty (0,2M B 1,2-muxmoparane, 0,480 mu, 0,096
mMmoutb), DIPEA (0,070 mi, 0,4 mmons) 1 HATU (37 mr, 0,096 MmMois). PeakImmoHHYI0 CMeCh IepeMeITnBaIn
mpu 50°C B Tedenue 16 4. PeakmmoHHYIO cMeCh OXJIaXIalu 0 KOMHATHOW TeMIepaTyphl, pa30aBisuid TAXJIOp-
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METaHOM U MPOMBIBAIM BOA0H. HeounieHHbIi NpoyKT ounInany Ipu nomomu npenapatusHodt BOXKX (cmo-
cob 6) c¢ momyueHueM 5-((4-rumpoxcu-1-(3-heHmTO0yTaHOWT ) TUIICPUINH-4-MIT)MEeTII)- 1 -MeTrII-1,5-1uruapo-
4H-mmmpazomno|3,4-djmupumuana-4-ona (I-1, 13 mr, 38%). KXMC (UDOP) m/z 410,23 [M+H].
Cmioco6 D.
IMpumep 87. N-([1,1'-budenwmn]-4-mn)-4-runpokcu-N-metmin-4-((1-metun-4-okco-1,4-quruapo-SH-mupa-
30510[ 3,4-d|mupuMuIUH-5 -uT)MeTHIT ) TUNepu I H- | -kapOokcamuy (1-4)
o}

ot
7 N |
N\N W m N

PactBop xsopuma [1,1'-Oudenmn]-4-un(MeTnin)kapOaMUHOBOH KHCIOTHI (TIOJy4eH ITyTeM I00aBICHUS
Tpudocrena (3 mr, 11 MkMoinb) k pactBopy N-metuin-[1,1'-6udenmn]-4-amun (5,5 mr, 30 mxmons) 1 DIPEA (11
MKJI, 60 MKMOTB) B 1,2-muximopatade (200 MKIT), ¥ TIOTYYSHHBIH pacTBOp MEpEMEIIMBAINA TIPU KOMHATHON TeM-
neparype B TedeHWe 2,5 4 W UCTOIB30BAIM 0€3 najdbHeHmed OYUCTKH) N00aBisuM K cycrneHsuw S-((4-
TUAPOKCUTTUTICPUINH-4-1IT)METHI)- | -MeTwi-1,5-murunpo-4H-mupa3zono[ 3,4-d jmupumMuana-4-0Ha, CONMHM XJIOPH-
CTOBOJIOPOJTHOM KUCIIOTHI (ITPOMEKYTOUHOE coeauHenue 2-2a, 9 mr, 30 mkmons) u DIPEA (11 Mk, 60 MKkMOJIB)
B 1,4-muokcane (200 mki). [Tomy4deHHBIH pacTBOp MEPEMENIMBaIN B TeUeHHE 16 9 Ipu KOMHATHOM TeMIIEpaType,
KOHIICHTPUPOBAIH ITOJ TOHWKCHHBIM JABICHUEM M 3aTEM Pa3JICILIH MEXIY HACKHIICHHBIM BOJIHBIM PACTBOPOM
OukapOoHaTa HATPHS U ATIIANCTATOM. DTUIANETAT OTACISUIA U 0O0BETUHSIIA CO BTOPBIM 3KCTPAKTOM STHIIAIIC-
tata. OOBeAMHEHHBIC YKCTPAKTHI KOHICHTPHPOBAIH IO/ MOHWKCHHBIM JaBICHHUEM, U HEOUHIICHHBIN MPOTYKT
ounimanu npu nomou npenapatuBHoii BOXKX (Cmocod 6) c¢ momyuenuem N-([1,1'-Oucenun]-4-mm)-4-
ruapokcu-N-metiin-4-((1-metnn-4-okco-1,4-nmurunpo-SH-nmpasono| 3,4-d |JnupuMuIUH- 5 -1T)ME TN TUTIEpH-
nuH-1-kapbokcamuna (I-4, 6,5 mr, 46%). XKXMC: (UDP) m/z 473,06 [M+H].

Crioco6 E.

Ipumep 88.  1-(3-(({ukmorexcui(dTmn)amuHo )MeTHT ) pernn)-5-((1-(ruKmonponan-kapOoHm)-4-THI-
pokcununepuanH-4-un)metun)- 1,5-quruapo-4H- rmpaaono [3,4- d]HI/IpI/IMI/I,I[I/IH 4-omH (I-5)

T,
257"

N-Orumuknorekcanamus (0,2M 1,4-nuokcan, 180 Mk, 36 MKMOJIB) JOOABISUIM K CycrieH3uH (Opomme-
i) TpudTopbopata kamms (7 mr, 36 MkMons) B 1,4-muokcane (162 mxn) u Boge (18 mki). [TomyueHHyI0 cMech
3aneuaTteiBasid U HarpeBaiu npu 80°C B TeueHue 6 4. PeakIIMOHHYI0 CMECh OXJIaXKalld JO KOMHAaTHOM TeMIiepa-
Typbl. JloGaBmsum 1-(3-6pomdenn)-5-((1-(muxnonponankapOooHmT)-4-rugpoKcuunepuanH-4-mi)MeTuin)-1,5-
muruapo-4H-rmmpazono[3,4-dmupumunun-4-on (mpomexyTtounoe coequnenne 2-31, 0,2M pactBop B IM®DA,
150 mx, 30 mxmoits) U kapOoHar me3us (1,0M B meranosre, 90 M1, 90 MKMOJIB), ¥ TIOTY4EHHYIO CMECh Ta3UpO-
BaJM a30ToM. J[00aBsn anaykT xnop(2-nuiukiorekcunpochuno-2',4',6'-tpu-u3o-nponmi-1,1'-6udenmn)[2-(2-
amuHOdTWI)perun mamtanus (I1) u meTmn-tper-OytmnoBoro s¢upa (0,01M B 1,4-muokcane, 75 mxm, 0,75
MKMOJIb), ¥ PEaKkIMoHHyI0 cMech HarpeBasu mipu 100°C B Tedenune 16 4. PeakmmoHHyI0 cMeCh pa30aBIIsuia coJie-
BbIM pacTBopoM (500 MKJ) m 3kcTparupoBaiu sTwianeratoM (2x500 mxir). Opranndeckue ciion 00beaHHSIIH,
KOHIICHTPUPOBAJIM W OYHWINAIA Tpu moMomu TnpenaparuBHod BOXKX (cmocod 8) ¢ momydenumem 1-(3-
((mmxToTeKCHIT(ATHIT)aMHHO )METHI ) heHmN)-5-(( 1 -(muKIIonponankapOOHWI)-4-THIPOKCH — MHTICPUINH-4-HIT)Me-
tin)-1,5-nurunpo-4H-nupasono[3,4-djmupumuaua-4-ona (I-5, 3,1 mr, 19%). XKXMC: (UDP) m/z 533,56
[M+H].

Cnoco6 H.

IMpumep 89. 5-((1-(Luxnonpomnankapoonnn)-4-rugpoxcunuiepuant-4-un)metun)-1-(3'-(tpudpropmernin)-
[1,1'-6udenmn]-4-un)-1,5-muruapo-4H-mupazoino| 3,4-d Jmupumuaun-4-on (1-8)

- 161 -



038204

1-(4-Bpomdennin)-5-((1-(unknonponankapOOHIT )-4-THAPOKCUITUTIEPUANH-4-1a)MeThn)- 1, 5-muruapo-4H-
mupaszono|3,4-dJmupumunua-4-oH (IpoMexytouHoe coeaunaenue 2-30, 0,05M B 1:1 tomyone: IM®DA, 600 mxir,
30 mxmoib), (3-(TpudTopmetin)denmn)ooporoByio kuciory (0,2M B 1,4-muokcane, 270 Mk, 54 MKMOIb),
kapOonat kamus (1,0M Bommbrii, 90 mxm, 90 Mxmons) u [1,1'-Ouc(mudenmndochuno)depporieH]|auxmop-
naymtaauii (II), komrmneke ¢ quxmopmeranoM (0,02M B 1,2-muxmopatane, 150 mMxir, 3 MKMOIbB), OOBEAWHSIINA U
Harpesaiu nipu 80°C B atmMocdepe a3ora B TeueHue 14 4. PeakiimoHHYI0 CMECh OXJIKIAIH 10 KOMHATHOW TeM-
nieparypsbl. Jlobapmsu stunanerar (500 mxin) u ruapoxcun Hatpus (1,0M Boasbri, 400 MkiT). OpraHudecKyro
(hazy oTmesuM ¥ BOAHBIN CIIOH dKCTparupoBaiu stunamneratoM (500 mxir). O0beaHEHHBIE OpraHndecKue (has3pl
KOHILICHTPUPOBAJIM W OYMINAJIM Npu nomomnu mnpenapatuBHod BOXX (cmocob 6) ¢ momydenwem 5-((1-
(umkionponan  KapOoHMI)-4-rHapoKcHnHIIepuAnH-4-mn)mertin)-1-(3'-(tpudropmernn)-[ 1,1'-ondennn]-4-nn)-
1,5-muruapo-4H-nupazono| 3,4-d[mupumunua-4-ona (I-8, 3,2 mr, 20%). XKXMC: (UDP) m/z 538,37 [M+H].
Croco6 I.
MMpumep 90. 5-((4-I'mppoxcn-1-(4-((MUpUMUANH-2-UITOKCH )METHIT)OEH30 W) IUIIEpU TN H-4-1IT)MeTHIT) - 1 -
metmi-1,5-murunpo-4H-nmpazono| 3,4-d jnupumunun-4-ou (1-9)
&
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Bo ¢maxon BmecTumocThio 20 Mt gobasisun 5-((4-runpoxcu-1-(4-(TuapoKCUMETHIT)OSH30 M ) TATIEPUTHH-
4-um)metnn)- 1 -metmi-1,5-murunpo-4H-mupaszono[ 3,4-d[mupumunna-4-o  (POMEXYTOUHOE COSOUHEHHE 2-7,
0,030 r, 0,075 mmomns) u runpun Hatpus (60% B MuHEpanbHOM Macie, 6 Mr, 0,151 MMons) mo moprwsiM pu 0°C
B JM®A (0,503 wmu1). PeakmmoHHYI0 CMeCh TepeMeNIMBalM B TEUEHHE 5 MHH M 3aTeM J0O0aBIsIN 2-
xnoprmpumuauH (0,09 r, 0,075 MMoJIB) ¢ TIOJTydYeHHEM KOPHYHEBOW cyclieH3MH. PeakIMOHHYI0 cMech nepemMe-
mumBany npu 23°C B Teuenue 16 4. JJM®DA ypansiu nox NOHIKEHHBIM JaBJIEHHEM M HEOUMIIEHHOE BEILECTBO
OYMIIAIM TPH MOMOLIM KOJOHOYHOH xpomatorpaduu (Biotage, 25 r kosonka, smoupys 0-10% rpagueHTom
METaHOJIOM/IIUXJIODMETAaHOM) ¢ moiydeHueM  S-((4-ruppokcu-1-(4-((mupuMuIH-2-UIOKCH )METHIT)OeH30-
W) IMNEepUINH-4-ua)MeTnn)- 1 -metnin-1,5-nuruapo-4H-nupasono| 3,4-d mupumunun-4-ona (1-9, 8,2 mr, 23%).
KXMC: (UBP) m/z 476,19 [M+H].

Croco6 J.

Ipumep 91.  4-((4-(4-T'uppoxcu-4-((1-mernn-4-okco-1,4-muruapo-SH-mmupazomno[3,4-d [mupumunna-5-
WJT)METHI ) TATIEPUINH- | -kapOoHmT)oeH3min)okcn)oer3onutpu (I-10)
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Bo ¢naxon BMectumoctsio 20 M no6asismn S-((4-ruapokcn-1-(4-(ruapokcuMeTIn)0eH30 M ) TUTTEPHIHH-
4-nm)merun)-1-metun-1,5-nqurunpo-4H-mmpazono[ 3,4-dJniupumunue-4-0H  (IpOMEXYTOYHOE COenUHEHHE 2-7,
30 mr, 0,075 MmMoub), 4-runpokcudenzonuTpui (9,89 mr, 0,083 Mmoub) u pactBop Tpuderundpochuna (0,022 r,
0,083 mmomn) B Terparuapodypane (0,503 mur). Jobapnsum aumuzornponunin azoaukapookcunar (0,016 M, 0,083
MMOJIb) U PEAKIIMOHHYIO CMECh TiepeMemuBain B TedeHre 3 9 mpu 23°C. PactBop pa30aBisiin 3THIAIETATOM
(30 Mu1) ¥ IPOMBIBIIM HACHITIICHHBIM BOJIHBIM PACTBOPOM XJiopuaa aMMoHUS (20 MIT) M HACKHIIIEHHBIM BOJIHBIM
pacTBopoM OmukapOonata HaTpus (20 mir). OpraHudecKuit CIOH BBICYITUBAIM HaJ CyJIh(haToM Maruus, GuibTpo-
BaJIl ¥ KOHIEHTPUPOBAIH. HEOUHIIIEHHBIH MTPOIYKT OYWIIIAIN MTPH TToMoIw npenaparuBHoi BOXX (cmocob 1)
¢ mnomydenueM 4-((4-(4-ruppoxcu-4-((1-metnin-4-okco-1,4-nurnapo-SH-nupasonol3,4-dmupumuanH-5-m)Me-
THI)TUIEpUIUH- | -kapOoHm)Oensmn)oken) Oenzonurpuna (I-10, 3,4 mr, 9%). XKXMC: (MUDOP) m/z 499,23
[M+H].

Cnoco6 K.

Mpumep 92.  2-(3-(5-((1-benzomn-4-ruapokcununepuuH-4-uia)MeTn)-4-oxco-4,5-quruapo- 1 H-nmpa-
30110[ 3,4-d|mupumuaun- 1 -mn)dpenmn)ykcycuas kucnora (I-11)
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2-(3-(4-Oxco-4,5-nuruapo-1H-nupazono[3,4-d mupuMuani- 1 -nn)peHmn) yKCyCHYI0  KUCTIOTY  (TIOJy4eH-
HYIO COTJIACHO METOAMKE, CXOJHOW C HCIIOJIb30BAHHOM IS TOJyYEHUsI IIPOMEKYTOYHOTO coequHeHus 2-28 ¢
WCTIONIb30BaHNEM MeTHII-2-(3-aMuHO(eHMT)areTaTa B KaueCTBE NCXOJHOTO BEIIECTBA M 3aTEM METOJIMKE, OIH-
caHHOM B mpumepe 21, ¢ UCToIb30BaHUEM METHII-2-(3-TuApasuHUIPEHIIT)aleTaTa B KA9eCTBE HCXOTHOTO BEIIIe-
CTBa, YTO TMPUBOAMIIO K in situ THaponu3y MeTmioBoro a¢upa) (180 mr, 0,67 MMoib), kapOoHaT 1ie3us (652 mr,
2,00 mmons), IMPA (10 mi) u 6-6eH3oun-1-okca-6-a3actupo[2,5]okTaH (MPOMEXyTOIHOE coenuHeHue 2-36,
174 wr, 0,80 MMOJIB) TOOABISIIM B KPYIVIOAOHHYIO KOJIOY BMECTUMOCTHIO 100 M1, 000pyIOBaHHYIO MarHUTHOK
MEIIATKOH, KOHIACHCATOPOM B TepMoMeTpoM. [lomydeHHbIi pacTBOp nepeMenuBaiu B Tedenne 3 1 npu 100°C.
Peakmonnyto cMmech 3ateM racwid JnodasineHueM Bojbl (20 mur). IlomydeHHBIH pacTBOp AKCTparupoBaiy JId-
xJopMeTaHoM (5x20 MiT) U opraHndecKre CiIou 0OBEIUHSIIN, BEICYIITUBAIH HAJl 0€3BOAHBIM CYJIb()aToOM HATPHS,
(UIBTPOBAIM ¥ KOHIEHTPHPOBAIHN 1M0J] BakyyMoM. OcaoK OYMINAIM MPU ITOMOIIM npenapatuBHoi BOXXX* ¢
noixyderneM  2-(3-(5-((1-6enzomnn-4-ruapokcununepuaua-4-uin)metnn)-4-okco-4,5-quruapo- 1 H-nmupaszonol 3,4-
d]mupumuun- 1 -mn)bennn) yreycroit kucnotst (I-11, 34 mr, 10%). 'H SIMP (300 MI', CD;0D) & 8,29-8,28
(m, 1H), 8,28-8,20 (m, 1H), 8,01 (s, 1H), 7,85-7,83 (m, 1H), 7,47-7,34 (m, 7H), 4,36-4,34 (m, 1H), 4,14 (s, 2H),
3,57-3,30 (m, 5H), 1,81-1,67 (m, 3H), 1,45-1,42 (m, 1H). XXMC: (U2P) m/z 488,39 [M+H]. *Kononka: mper.
xononka Waters XBridge BEH Shield RP18 OBD, 1304, 5 mxm, 19 MM x 150 mm. TTogsmxkaas daza A: 0,05%
BOJHBIN OMKapOOHAT aMMOHUS/TIOABIKHAsS (a3a B: anetonurpwi. I'paguent: ot 3% B mo 10% B 3a 8 mun. Jle-
TexTop: 220 u 254 HMm.

Cmoco6 L.

IIpumep 93. 5-((1-(4-(3,4-AuruapomzoxunonuH-2 (1 H)-mr)6eH30w1)-4-TUApOKCHITHIISPU TUH-4 - 1T )METHIT ) -
1-metun-1,5-quruapo-4H-nupazono[ 3,4-dJmupumuaua-4-on (1- 12)

Tﬁ@p

I- 12

5-((1-(4-bpomben30m)-4-THIPOKCUITHITCPUANH-4-1T )MeTHN )- | -MmeTri- 1, 5-quruapo-4H-mupazomno| 3,4-
d]jmupumuana-4-0H (MpoMmexxyTouHoe coeauaenue 2-3, 0,2M pactop B JIMDA, 150 mxi, 30 mxmous), 1,2,3,4-
tetparuapounsoxunonud (0,2M pacteop B 1,4-nuokcane, 300 mxir, 60 MkMoub) u kKapOoHat nesus (39 mr, 120
MKMOJIb) OOBEANHUIN B PEaKIMOHHOM (hIakoOHE BMECTUMOCTBIO 2 MJI, KOTOPBIH 3aTeM MpOAYBalM a30ToM. B
otnensHOM cocyne oObenuusuiin BINAP (0,05M 1,4-muokcan, 4 mi) ¢ anerarom mamwtaaus (1) (0,1M 1,4-
nuokcad, 1,33 mun). CMmeck nepeMerInBaiy TPy KOMHATHON TeMIieparype B aTMocdepe a3oTa B TeUeHHE 5 MUH.
B peakimoHHBIN cocy D0OABISIIM MPEIBAPUTEIEHO COCTABICHHYIO KaTaIMTHYECKyIo cycnensuio (120 mxi).
®nakoH 3aneuarsiBanu U HarpeBanu npu 100°C B Teuenue 16 4. PeakinoHHYI0 cMecCh pa3Aemsiiu MeXIy dTHII-
artetatoM (500 MKIT) U conieBbIM pacTBopoM (500 Mki). OpraHudeckuid CIIOW yoamsiyii 1 KOHIEHTpupoBain. He-
OYHITIICHHBIN MPOAYKT OYHUIIAIN MPHU moMoIny npenaparuBHoii BOXKX (cocob 3) ¢ momyuennem 5-((1-(4-(3,4-
nuraapon3oxuHoarH-2( 1 H)-1m)0en3onn)-4-ruipokcununepuana-4-mwin)Me T )- | -metui- 1, 5-muruapo-4H-
npazono|3,4-dJmpumuana-4-ona (1-12, 2 mr, 15%). KXMC: (M9P) m/z 499,17 [M+H].

Cmoco6 R.

Mpumep 94. 5-((1-(2-AmunHoOGeH30mMN)-4-rHApOKCHTIHNIEpUIUH-4- 1T )MeTH)- 1 -pennn-1,5-quruapo-4H-
npasono|3,4-dmupumunun-4-on (I-17)

Q OH Q OH
7 N 7 N
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5-((4-I'mnpoxcu-1-(2-HuTpodeH30MmI) IMNepHINH-4-11)MeThI)- | -perun-1,5-gurunpo-4H-nmmpaszonol[ 3,4-
d|mupumunnH-4-0H, ¢ UCIOIB30BaHNEM TpudTOpanerara 5-((4-runpoxcununepuant-4-nm)merun)-1-penmn-1,5-
muruapo-4H-mmpazono[3,4-d Jnupumunun-4-ona (mpoMexxyTouHoe coeanHenue 2-18) u 2-HUTpoOEeH30MHON KH-
CJIOTHI B Ka4eCTBe UCXOAHBIX BemecTs), (100 mr, 0,21 MMOITB), MaIaAueBhIi KaTaTu3aToOp Ha YIIICPOAHOM HO-
curese (10 mac.%, 18 mr) u meranon (20 mir) 100aBISIM B KPYIVIOAOHHYIO KOJIOY BMeCTUMOCTBIO 50 Mi1, 060-
PYIIOBaHHYIO OaJZTIOHOM C BOJOPOJIOM M MarHMTHOHW Memayikou. [TomydeHHBIH pacTBOp MEepeMeNInBail B TeUe-
HHe 16 4 mpu KOMHATHOW TeMmeparype U (pHUIbTPOBAIM Ui yOAICHUS TBEpAbIX BemiecTB. OPUIbTPAT KOHIICH-
TPUPOBAITH TIO]T BAKYYMOM W HEOUHIIEHHBIA MPOAYKT OYHIIIAIHN ITPH MTOMOITH TipernapaTuBHoii BOXKX* ¢ momy-
gyeaueM  5-((1-(2-aMuHOOCH30MN )-4-TUAPOKCH  THNEPUANH-4-Un)MeTnN)- 1 -perm-1,5-murunpo-4H-nupaso-
10[3,4-d]mupumuun-4-ona (I-17, 11 mr, 11%). "H SIMP (300 MI'u, IMCO-de) & 8,36 (s, 1H), 8,34 (s, 1H),
8,05 (d, 2H), 7,58 (t, 2H), 7,42 (t, 1H), 7,10-7,04 (m, 1H), 6,99-6,96 (m, 1H), 6,69 (d, 1H), 6,55 (t, 1H), 5,12 (br
s, 2H), 4,96 (s, 1H), 4,05 (s, 2H), 3,32-3,15 (m, 4H), 1,66-1,40 (m, 4H) ppm. XXMC: (U9P) m/z 445,10
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[M+H]. *Kononka: mpemn. konoHka Waters XBridge BEH Shield RP18 OBD, 130A, 5 mxM, 19 MM x 150 MM.
[onswxkuas daza A: 0,5% BoxHbII OnkapOoHAT aMMoHMs/oABMkHAs (aza B: aneronntpui. ['panuent: ot 30%
B 10 70% B 3a 10 mun. Cxopocts notoka: 20 mi/muH. letexrop: 254 HM.

Cnoco0 S.

IIpumep 95. 5-((1-benzonn-4-ruapokcununepuauH-4-mwi)Metun)- 1 -(2-ruapoxcudenwn)- 1,5-muruapo-4H-
nupazodo|3,4-d] HI/IpI/IMI/I,HI/IH -4-om (I-18)

%»“@ - %JNO
o ™ T e ™

5-((1-benzonn-4-ruapokcununepuauH-4-mw)MeTn)- 1 -(2-metokcudenmn)- 1,5-muruapo-4H-mupazono[ 3,4-
d]jmapumunana-4-0H 1 quxaopmetad (10 M) 100aBISIIH B TPEXTOPIIYIO KPYTIIOAOHHYIO KOJIOY BMECTUMOCTBIO 50
MJI, 000pYJOBaHHYI0O MarHUTHOM Memankod M TtepmomerpoM. Ilociie 3Toro no0aBisiiM TpeXOpOMHUCTHIH OOp
(0,22 M, 2,00 »xB.) npu 5°C. IlonyueHHbIH pacTBOp NepeMenInBany B TeueHre 30 MUH IpU KOMHATHOU TeMIie-
parype. PeakirionHyro cMech 3aTeM raciiid J00aBIEHHEM METaHOJIa M KOHIEHTPHPOBAIM Noxa BakyyMmoM. Oca-
JIOK OYHIIAIH MPH TOMOIIM KOJIOHOYHOM XpoMaTorpaduu, >onpys nuxiopmeranom/mMeranoioM (30:1 06./00.).
[IpoxyKT MOTONHUTENFHO OYMINAIM TPH NoMmomy npenapatuBHod BOXX* ¢ momydyennem 5-((1-6enzomn-4-
TUAPOKCUTTUIICpUANH-4-1T)MeTHN )- 1 -(2-Tuapokcudennn)-1,5-muruapo-4H-mupasono[ 3,4-d jmupumu auH-4-oHa
(I-18, 9 mr, 9%). XKXMC: (MIDP) m/z 446,12. *Kononka: npern. kononka Waters XSelect CSH C18 OBD, 1304,
5 mxMm, 19 MM x 150 mm. [Togsmxaas dasza A: 0,05% Boauslii OukapOoHaT aMMOHUS/TToBMKHas (aza B: anero-
HUTpUI. I'paguent: ot 5% B no 49% B 3a 7 mun. erexrop: 220 u 254 HM.

Crioco6 W.

Ipumep 96.  3-(5-((1-benzoun-4-ruapokcunumnepuanH-4-mn)MeTnn)-4-okco-4,5-quruapo- 1 H-mupazo-
110[3,4-d|mupumuun- 1 -mn)6ensoiinas kucnora (1-22)

iﬁi OH 0 OH
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Metun-3-(5-((1-6eH30MIT-4-THIPOKCUTTHIICPUINH-4- T )ME TN ) -4-0KCc0-4,5-nurunpo- 1 H-nupasono|[ 3,4-
d]jmupumuanH-1-n1)6eH30aT (MOTYYEHHOW COTJIACHO METOJMKE, OMUCAHHOHW B CIMOCOO0 A ¢ HWCIOJIb30BAaHUEM
TpudTOparerara MeThI-3-(5-((4-ruapoKCUnUImepuanH-4 -1 ) MeTHI )-4-0kco-4, 5- murunpo- 1 H-nupaszomno| 3,4-
d]jmupumuanH-1-nn)6en3oata (mpomexxyTogHoe coeauaenne 2-20) u 6en3oitHon kucioTs! (60 mr, 0,12 MMOIB),
ruapokcua autus (6 mr, 0,26 MMoinb), Boay (5 mur) u terparuapodypan (10 mr) go6aBIsiId B KPYTiIOJOHHYIO
kos10y BMecTUMOCThIO 100 M1, 000pyIOBaHHYIO MAarHUTHOW Memrankoi. [TorydeHHbIi pacTBOp MepeMenMBaIn
B TeueHHWe 16 4 mpu KOMHATHOH TeMrieparype. 3Hadenune pH pacTBopa moBoAwIN 0 2 C UCMOJB30BAHUEM XJIO-
PHUCTOBOAOPOIHOM KUCIOTHI (6,0M BOIHBIN) U 3aTeM dKcTparupoBayn dtuiamneratoM (3x30 mur). Opranudeckne
CIIOM OOBEIMHSIN, BBICYIINBAIN HaJ O€3BOAHBIM CyNb()aTOM HATPWA, GMIBTPOBAIN M KOHIEHTPHUPOBAIN TOJ
BakyymMoM. Ocalok ouMIIaaM TpH HoMmommu mnpenaparuBHoi BOXX* ¢ momywenmem 3-(5-((1-Oenzomn-4-
THAPOKCHIHIIEpUANH-4-1IT)MeTH)-4-0Kc0-4,5-nurunpo- 1 H-nupazono| 3,4-d Jnupumuaue- 1 -un)0eH30iHON  KH-
ciotst (I-22, 26 mr, 17%). "H SIMP (300 MTI'ti, CD;0D) & 8,62 (s, 1H), 8,27 (s, 1H), 8,19 (s, 1H), 8,06 (d, 1H),
7,94 (d, 1H), 7,51-7,35 (m, 6H), 4,88 (s, 1H), 4,34-4,30 (m, 1H), 4,12-4,06 (m, 1H), 3,61-3,57 (m, 1H), 3,49-
3,37 (m, 2H), 1,91-1,52 (m, 3H), 1,50-1,32 (m, 1H) ppm. XKXMC: (UDP) m/z 474,22 [M+H]. *KonoHrka: mper.
xononka Waters XBridge BEH Shield RP18 OBD, 130A, 5 mxm, 19 MM x 150 M. TTogsimksas daza A: 10 MM
BOJIHBIM OMKapOOHAT aMMOHUS/TIOABIDKHAS (Qa3a B: aneronutpui. I'paguent: ot 10% B no 75% B 3a 10 mun.
Ckopoctb notoka: 25 mu/muH. Jlerextop: 220 u 254 HM.

Criocob6 X.

IIpumep 97. 5-((1-(4-(LluxmomponuaaMuHO )OSH30MI )-4-THUAPOKCUTIATIEpUINH-4- T )MeTh)- | -hern-1,5-
muruapo-4H- rmpaaono [3,4-dJmupumunnH-4-0H (I 23)

ﬁ)“@ AfLJ A@ v
9, YQ e Y@

(4-(4-I'mapoxkcu-4-((4-oxco-1-pennn-1,4-guruapo-SH-mupazomno| 3,4-d |mupuMuIuH-5 -HIT)METHIT ) TUTICPH -
JuH- 1 -kapOoHWT)(HheHNIT)00OPOHOBYIO KHCIOTY (ITOJIYYSHHYIO COTJIACHO METOJIMKE, OITMCAHHOK B criocobe, ¢ Hc-
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nonb3oBaHueM  S-((4-ruppokcununepuauH-4-un)metnn)-1-dpennn-1,5-aurunapo-4H-nupaszonol3,4-d mupumu-
IMH-4-oHa TpudTopanerata (IpoMexxyToyHoe coeanHenue 2-18) u 4-(aurnapokcubopaHn)0eH30HHOM KHCIIO-
THI B Ka4eCTBE MUCXOMHBIX BemecTB) (250 mr, 0,53 mmons), mukiaonponuiamud (60 mr, 1,05 MmMois), menu (1I)
aretar (240 mr, 0,53 MMous), mupuauH (125 Mr, 1,58 MMous), quxaopmeTan (30 M) 1 MOJEKy IApHBIE chTa 4A
(200 Mr) noGaBisIM B KPYTJIOAOHHYIO KOJOY BMeCTUMOCThI0 100 M1, 000pYJOBaHHYIO MarHUTHOW MEIIAJIKOH.
ITony4eHHbIN pacTBOpP MEepEeMENINBAIN B TeUCHHE 16 9 MPU KOMHATHO# TemrepaType. TBepbie BemecTBa (Huilb-
TpoBand M QUIBTPAT KOHIEHTPUPOBAIX 10X BakyyMoM. OcalloK cHadaia OYHUINANX TPH ITOMOIIM KOJTOHOIHOM
XpoMaTorpadguu Ha CHIIMKArese, Ioupys AuxiopMmeTanoM/MeraHosioM (20:1 06./00.), 1 3aTeM TOMOTHATEIHHO
OUHMINAHA TpU ToMomu mpenapatuBHoOi BIXX* ¢ momyuenuem 5-((1-(4-(UMKIOIPOMHIAMUHO)OCH30M )-4-
THApOKCHNHIIepUANH-4-1u)MeTrn)- 1 -penmn-1,5-muruapo-4H-mmpazono[ 3,4-d Jnupumuaun-4-ona (I-23, 11 wr,
4%). "H SIMP (300 MTI'u, CDCl3) & 8,27 (s, 1H), 8,07-7,93 (m, 3H), 7,64-7,26 (m, 5H), 6,75-6,73 (m, 2H), 4,23-
3,98 (m, 3H), 3,48-3,08 (m, 3H), 2,55-2,31 (m, 1H), 2,08-1,40 (m, 4H), 0,90-0,65 (m, 2H), 0,65-0,40 (m, 2H)
ppm. XKXMC: (UOP) m/z 485,22 [M+H]. *Kononka: npemn. kosonka Waters XBridge BEH Shield RP18 OBD,
130A, 5 Mxm, 19 MM x 150 mm. [ogsmxknas dasza A: 0,1% BoAHBIH TMAPOKCHI aMMOHMS/TIOABUAKHAs (Baza B:
aneronutpui. I'paauent: ot 25% B 1o 46% B 3a 8 mun. lerextop: 220 u 254 HM™.

Crnioco0 B.
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ITpumep 98
MpomexyTouHoe coeanHeHue 2-28

F F

1-(4-®ropdhennn)-5-((4-runpoxcununepuaua-4-un)metnn)- 1 ,5-quruapo-4H-nupazono[ 3,4-d Jmupumu quH-
4-oHa TpudTropanerar (mpomexyrougnoe coequHerune 2-28, 130 mr, 0,28 mmons), auxmiopmeran (150 mur) u Tpu-
stwiamuH (152 mr, 1,50 MMoOJIB) T0OABIISITH B KPYTIIOMOHHYIO KOJIOY BMECTHMOCTBIO 250 M1, 060pyI0BaHHYIO
MarHUTHO# Mernankoi. [1o karisiM qo0aBIsuIH COOTBETCTBYONIUI KapOamow wiu xiopanrunapua (0,87 MMoIib)
npu 0°C. IlomydeHHBIN pacTBOp MepeMeNNBaIl B Te4eHUe 16 4 Mpu KOMHATHON TeMIepaType W 3aTeM Tacuiu
nob6asinenueM Boasl (20 mur). OpraHndeckuil cioi BEICYIIMBaNU Hall OE3BOAHBIM CyJIb(aToM HaTpHs, QUIBTPO-
BN M KOHLEHTPUPOBAIH I0J]] BaKyyMOM. HeodMIIEeHHbIH NpOIYKT OYMINAIHA IPH TTOMOIIM NpenapaTUBHOM
BDRXXX 1pH ceqylomuX yCTOBHAX: KOJIOHKA: Mpell. konorka Waters SunFire C18 OBD, 1004, 5 mxm, 19 MM x
150 mm. [TogBmxknast dasza A: 0,05% BoaHbIl OMkapOOHAT aMMOHUS/TIOBIKHAA (a3za B: aneronurpun. [erex-
Top: 220 u 254 HM.

Croco6 C.

I[Ipumep 99. N-(4'-(4-I'mapoxcu-4-((1-metun-4-okxco-1, 4-guruapo-SH-mupazomno[3,4-d|mupumugna-5-
WT)METWI ) TATIepUInH- 1 -kapoonwn)-[ 1, 1'-0udenmn]-2-mn)steHcyashoramun (1-45)
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MpoMexyTouHoe coeauHeHue 2-38 1-45
5-((1-(2'-AmuHo-[1,1'-6ndennn]-4-kapOoHNT )-4-THAPOKCUTTUTICPUINH-4- T ) METHI )- | -MeTHI- 1, 5-turw -
po-4H-mmpazoino|3,4-d jmupumuana-4-oH (mpomexxyTounoe coequHerne 2-38, 40 mr, 0,090 MMoIb), AUXIOpME-
ta# (10 M) u TpraTHIaMuH (30,7 mr, 0,30 MMOITb) 100aBISITH B KPYTJIOJOHHYIO KOJOy BMecTuMocTbio 100 mu,
000pyIOBaHHYI0 MarHUTHOH MeEINAIKOW M TepMoMeTpoM. PactBop 2-xmopataH-1-cynsdonmaxnopuna (17 wr,
0,10 mmomnp) B nuxsopmerane (5 mi) no6asisumi o karsiM npu 0°C. TlosrydeHHBIH pacTBOpP MEpEeMENINBAIH B
teuerne 30 mun npu 0°C. PeakumoHHyto cMech 3ateM racuiu gobasienneM Boasl (10 mur). IlomydyeHHslit pac-
TBOP 3KCTParupoBaId quxjiopMeTaHoM (4x20 M), 1 OpraHMYECKUe CIOW OOBEAMHSIIN, BHICYIIMBAINA Haj 0€3-
BOJHBIM CYJIb(aTOM HATpHsl, GUILTPOBAIN U KOHIICHTPUPOBAIH NOA BakyyMoM. Oca oK OUYMIAIH IPH TOMOIIH
npenapatuBHoii  BOXX* ¢ momyuenmem N-(4'-(4-runpoxcu-4-((1-mernn-4-okco-1,4-muruapo-SH-nmpaso-
110[ 3,4-d|mupuMuIuH-5 -WT)Me T ) TUTIepUIAH- | -kapOoumn)-[ 1, 1'-6udenmn|-2-nn)stencynbponamuna (I-45. 11
wmr, 23%). 'H SIMP (400 MI't, CD;0D) & 8,28 (s, 1H), 8,07 (s, 1H), 7,56-7,46 (m, 5H), 7,40-7,31 (m, 3H), 6,57-
6,51 (m, 1H), 6,04 (d, 1H), 5,87 (d, 1H), 4,42-4,38 (m, 1H), 4,22-4,12 (m, 2H), 4,00 (s, 3H), 3,72-3,69 (m, 1H),
3,52-3,46 (m, 2H), 3,46-3,32 (m, 1H), 1,87-1,65 (m, 3H), 1,50-1,47 (m, 1H) ppm. XXMC: (U3P) m/z 549,11
[M+H]. *Kononka: mipen. konouka Waters XBridge BEH Shield RP18 OBD, 1304, 5 mMkm, 19 MM x 150 Mm.
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Ionswxknas daza A: 10 MM BoxHBII OnkapOoOHAT aMMOHMs/TOABMKHAs (a3a B: ameronurpmn. ['pagueHt: ot
16% B no 42% B 3a 7 mun. lerextop: 220 u 254 HM™.

Croco6 F.

IIpumep 100. (R)-N-(1-(4-I'mapoxcu-4-((1-metnn-4-okco-1,4-murunpo-SH-mupazomno[3,4-d[mupumunnH-5-
Hn)MeTHn)anepmmH—l -m)-1-okco-3-penunmponan-2-un)dTercynbponamus (1-46)

s
NHTFA HN”
%) Ph /\AHL) oPh

1-46

5-((1-(D-¢dennnananmn)-4-ruApoOKCUITUNIEPUINH-4-HIT)METHI)- | -MeTwi-1,5-murunpo-4H-mmpaszono| 3,4-
d]jmapumuanH-4-0H TPUPTOPYKCYCHYIO KUCIIOTY (TTOJYICHHYIO COTJIACHO METOJWKE, ONMcanHou B mpumep 20, ¢
ucnone3oBanuem TOY Bmecro HCl wa cramuum 2, ¢ wucmonbs3oBanueM 2S)-2-0eH3mi-3-[[(TpeT-0yTOK-
CHM)KapOOHMJI|aMHHO |IPOTIAHOBOM  KUCIOTHI W 5-((4-ruapokcununepuanH-4-uia)mernn)- 1 -metnn-1H-nupas-
ono[3,4-d]mupumuann-4(SH)-ona tpudropamnerata (IpoMexyTodHOE COCOUHEHHE 2-2) B Ka4eCTBE MCXOIHBIX
Berects (200 mr, 0,49 Mmoib), quxinopMetaH (20 mut) n TpuaTHaaMuH (197 mr, 1,95 MMoib) 100aBIIsIIN B KPYT-
JIOMOHHYIO K0JIOy BMecTUMOCThIO 100 M1, 000pyJ0BaHHYIO MarHUTHOW MeIIaKod u TepMomeTpoM. PactBop 2-
xJopaTtaH- 1 -cynshormixnopuna (86 mr, 0,53 MmMonb) B quxiaopmetane (5 mur) go6asmsui npu 0°C. ITomyden-
HBIA pacTBOp mepemermmBaiy B TedeHue 2 1 mpu 0°C. PeakmmoHHYI0 CMeCh 3aTeM TaciId J0OABICHUEM BOJbI
(10 mu). [lomy4eHHBIH pacTBOp SKCTParkpoBaIi AuXJopMeTaHoM (3x20 M), 1 OpraHUYEecKUe CIIOU 0OBETHHS-
7Y, BBICYIIMBAIN HaJ OC3BOAHBIM CyIb(aTOM HATpHs, (GHMIBTPOBATN M KOHIEHTPUPOBAIN Nox BakyymoM. Oca-
JIOK OYHWIIAU Tpu momomru npenaparuBHoit BOXX* ¢ momyuenmem (R)-N-(1-(4-rumpoxcu-4-((1-meTmn-4-
okco-1,4-muruapo-SH-nupazono[ 3,4-d JmupuMu quH-5-11) Me T TUTIepU AN H- | -71)- 1 -0Kco-3 -(heHnmponan-2-
nn) sreHcynbonamuaa (1-46, 28 mr, 11%). XKXMC: (UDP) m/z 501,09 [M+H]. *Kononka: mper. komonka Wa-
ters SunFire C18 OBD, 1004, 5 Mxm, 19 Mm x 150 mm. IToasmxHas tdaza A: 0,05% BoxHBIN OHKapOOHAT aMMO-
Hus/monBrokHas ¢aza B: anetonutpwmi. ['paguent: ot 15% B mo 60% B 3a 8 muH, 3atem 100% B B Teuenue 4
MmuH. Jlerextop: 220 u 254 HM.

Mpumep 101.  4-(3-((1-(4-Dropodenzomn)-4-ruApoKCUIUIEPUINH-4 -1 )MeTHIT)-4-0Kc0-3,4-auruapo-7H-
nuppodo [2,3-dmupumuanH-7-mm)-N-MeTHIunepuauH- 1 Kap60KcaMI/IZI (1-49)

o “ perel
[N/§ MpomexyTouHoe N /& 1-49

HTFA coeauHeHue 247 / 0

3-((1-(4-Dropbdenzon)-4-ruApOKCUTTUTICPU INH-4 -1 ) METH )- 7 -(TurepuanH-4-un )-3, 7-nuruapo-4H-miup-
poio[2,3-d]mupumunnn-4-oHa TpUPTOpareTaT (MPoMeKyToUHOe coenuaenue 2-47, 100 mr, 0,18 MMouns), Tpu-
stinamuH (36 mr, 0,36 Mmoib) 1 quxsiopmeras (20 mMi1) 100aBISUTH B KPYTIIOMOHHYIO KOJIOY BMECTUMOCTBIO 50
MJI, 000pYJOBaHHYIO a30TOIOBOISIICH TPYOKOH M MarHUTHOM MeIasKkoW. 3aTeM 1o KaruisiM J00aBIsUTH pac-
TBOp MeTmikapbamoxiopuza (20 mr, 0,21 MMonb) B quxyiopmerane (5 MiI) IpU NEpEeMENINBAaHUN TIPH KOMHAT-
Hol Temmneparype. [lonydeHHsI pacTBOp NepeMenInBail B TeueHHe | 1 mpu KOMHAaTHOH Temmepartype. Peaxkuu-
OHHYIO CMECh 3aTeM racwin noodasieHueM Bozpsl (10 mur) u axcTparupoBasn dtuiareratom (4x20 mi). Oprann-
YecKue CIION 0OBEIMHSIN, BRICYIIMBAIN HaJl OC3BOJHBIM CYJIb()AaTOM HATPHs, GHIBTPOBAIN M KOHIIEHTPUPOBA-
JIM TIOJ IOHIDKEHHBIM JaBieHreM. Oca oK OunInaiy Mpyu oMo npenapatnBHoi BOXKX* ¢ nomyaenuem 4-(3-
((1-(4-pTopOenzonn )-4-ruApOKCUTTUTICPUTUH-4 - T )METHI)-4-0KCc0-3 ,4-nuruapo-7H-mmuppono[ 2,3-d jmupumu-
nuH-7-11)-N-MeTHnnunepuans-1 -kapbokcamua (1-49, 35 mr, 39%). 'H SIMP (400 MTI't, IMCO-dq) & 8,10 (s,
1H), 7,48-7,44 (m, 2H), 7,29-7,24 (m, 3H), 6,51-6,48 (m, 2H), 6,05 (br s, 1H), 5,03-4,91 (m, 1H), 4,65-4,62 (m,
1H), 4,13-4,10 (m, 3H), 4,02 (s, 2H), 3,54-3,36 (m, 2H), 2,91-2,80 (m, 2H), 2,59 (d, 3H), 1,94-1,29 (m, 8H).
KXMC: (M2P) m/z 511,36 [M+H]. *komonka: npen. Kononka Waters XBridge BEH Shield RP18 OBD, 1304,
5 mxMm, 19 MM x 150 mm. [Togsmxaas daza A: 0,05% Boauslii OukapOoHaT aMMOHUS/TToiBMKHas (aza B: anero-
auTpui. I'paguent: ot 20% B no 52% B 3a 18 mun. erexrop: 220 u 254 uM.

Cmocob6 G.

MMpumep 102. 7-(3-(Amunomernn)pennn)-3-((1-(4-propdenzonn)-4-ruapoKCUITHNIEPHITH-4-HIT)METHII)-
3,7-nuruapo-4H-nuppono[2,3-dmupumuann-4-on (I-51)

- 166 -



038204

9 OH i OH
F N F
J | N% 4 | /) |
N N/) N N“y
o) (@]

I-51
Sy HoN
3-(3-((1-(4-Dropbenzonn)-4-ruIpOKCUTUIICPUANH-4- 1T ) METHI )-4-0Kkc0-3,4-murunpo-7H-nuppono[2,3-
d]jmapumuane-7-nn)6enzonutpuia (120 mr, 0,25 MMOIb), TAIAAMEBBIH KaTAIM3aTOP HA YIIIEPOIHOM HOCHUTEIES
(10 mac.%, 10 mr), HukeneBsiit katanuzatop Penes (10 mr), ruapokeny autus (10 mr, 0,42 MMOITB) M1 METaHOT
(10 mur) moGapis B 6aKk peakTopa IoJ BEICOKMM JIaBJICHHEM BMECTHMOCTBIO 25 Mit (5 atMm.), 000pyIoBaHHbIH
MarHuTHoi Memankod. CMech moMemanu B arMocgepy BOAOpOoJa M NepeMellnBaid B Tedenne 30 MUH mpH
KOMHaTHOW Temneparype. TBep/ple BellecTBa YA yTeM (GUIbTpanny, u GUIbTPAT KOHIEHTPUPOBAIH MO
MOHIDKCHHBIM JlaByieHHeM. OcalloK OuMINaNd NpH IMoMoUIM mnpenapatuBHoi BOXXX* ¢ momywenmem 7-(3-
(amunoMmetm)enmn)-3-((1-(4-dpTopoen3zon)-4-rupoKCHITUIIEpUANH-4-mT)MeTHn)-3, 7-auruapo-4H-nuppo-
10[2,3-d[mupumunun-4-ona (I-51, 26 mr, 21%). 'H SIMP (400 MI'y, IMCO-dg) & 8,13 (s, 1H), 7,65 (s, 1H),
7,57-7,50 (m, 1H), 7,48-7,44 (m, 4H), 7,37-7,35 (m, 1H), 7,30-7,24 (m, 2H), 6,69 (d, 1H), 4,97 (s, 1H), 4,23-
4,12 (m, 1H), 4,05 (s, 2H), 3,79 (s, 2H), 3,52-3,37 (m, 2H), 3,32-3,01 (m, 2H), 1,74-1,23 (m, 4H) ppm. XXXMC:
(M3P) m/z 476,30 [M+H]. *Kononka: mpemn. kononka Waters XBridge BEH Shield RP18 OBD, 1304, 5 Mk,
19 MM x 150 mm. TTonBmxHas daza A: 10 MM BoaHBII OMKapOOHAT aMMOHMS/TIOBIDKHAS (a3a B: aneToHUTpHIL.
I'paguent: ot 7% B mo 35% B 3a 10 mun. Ckopocts notoka: 25 mir/muH. [erekrop: 220 u 254 HM.

Cmioco6 O.
[Tpumep 103. 4-({1-[4-(bensunokcu)pennn]-4-oxco-1H,4H,5H-mupazono|[ 3,4-d jmupumuaua-5-
nn } MeTi)-4-ruipokcu-N,N- mumerrnmunepuant- 1 -kapooxcamun (1-474)

4-T'uapoxcu-4-((1-(4-ruppoxcudenmn)-4-okco-1,4-nquruapo-SH-nupazono[ 3,4-d JmupumMu quH-5-wmm)me-
Tin)-N,N-nmumerunmunepuans- 1 -kapookcamun (0,1M B IM®DA, 300 mxi1, 30 MKMOJIB) OOBEIUHSIN ¢ OCH3UII-
opomuaom (0,2M JIMDA, 225 mki, 45 MxMoib, 1,5 skBuBaneHTa) Haj TBepAsIM kKapOoHaToMm kamus (21 mr, 150
MKMOJIb, 5 dkBUBaJIeHTOB). CMech nepememuBaiu nipu 50°C B Teyenue 18 4. Jleryune BemecTBa ynaisuid MO
MTOTOKOM a30Ta W TBEpAbIE BEIIeCTBa pasaeisuii Mexay stminaneraroMm (1,0 mi) u Bomoit (0,5 mur). Opranude-
CKHI CIIOW YIaIsTH, KOHIICHTPUPOBAIM M OYHIIAIN TP TIOMOIIH 3aImyckaeMoi Maccoit mpenaparuBHoit BOXX
(coco6 4) ¢ monydyenueMm 4-({1-[4-(Oen3mnokcu)dennn|-4-okco-1H,4H,5H-mupazono|3,4-d jnupumuaua-5-
Wi} MeTu)-4-ruipokcu-N,N-1uMe Trnunepuis- 1 -kapookcamuna (5,5 mr, 37%). KXMC: (U3P) m/z 503,34
[M+H].

Crioco6 P.

[Mpumep 104. 3-(IMupponuaun-1-mwn)nporun 4-((1-(4-gpropdennn)-4-okco-1,4-qurunpo-SH-nmupaszono[3,4-
d]mapumMuanH-5-11)Me TN )-4-ruApokcununepuaut- 1 -kapookcumnar (I-486)

O
OH OH

7/ N N 7 | N

Y Pz N._ClI N N.__O
Ny vy

0 Q 0
F \R
&

B peaknnonHbiii ¢urakoH BMeCTUMOCTBIO 2 Mt 3arpyxamu 4-((1-(4-¢propdhennn)-4-okco-1,4-muruapo-5SH-
nupazodo| 3,4-d|mupuMuuH-5-mn)MeT)-4-ruapokcununepuant- 1 -kapoorunxmopus (0.2M JIM®A, 150 Mk,
30 Mxmodb), N,N-nmuu3zonponmmTaiaaMuH (26 Mk, 150 Mxmons) u 2-(uppomuaui-1-wr)stanon (0.2M IM®DA,
225 MK, 45 MxMouts). CMech nepeMenInBain Mpu KOMHAaTHOH Temmepatype B TeueHue 12-18 4. IlomydeHHbII

pacTBOp KOHIIEHTPHPOBAIN M HEOUYMIIIEHHBIH 0CaI0K pa30aBisiiId coleBbIM pacTBopoM (500 MKIT) M 9KCTparupo-
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Banu 3:1 stunanerarom/metaHonoM (2x500 mxim). OpraHudecKkue CIOW TOMENIaId B KATHOHOOOMEHHBIH Kap-
TpUmK ¢ To3ueBol kucioror (500 mr) mis TBeprodaszHoi skcTpakuuu. TBepayro ¢aszy nmpomsiBamu 3 mur 3:1
sTHaleTaTa/MeTaHoia (3 MiI) ¥ IPOAYKT paszaenstiiu ¢ 2M amMmuaka B MeTaHoie (3 Mi). MeTaHOJIOBBIN AITIOCHT
coOMpay, KOHIEHTPUPOBAIM U OYMINANIM IIPU ITOMOIIM 3amycKkaeMoi Maccoil npenaparusHoi BOXXX (crocob
6) ¢ monydenueM 3-(mupposmauH-1-wn)nporun 4-((1-(4-dropdenmn)-4-okco-1,4-nuruapo-SH-mmpa3zoino[3,4-
d]mupumuanH-5-1n)MeTn)-4-ruapokcununepuaut- 1 -kapookcunata (3,9 mr, 26%). XKXMC: (U3OP) m/z 499,24
[M+H].

Crioco6 Q.

IIpumep 105. 5-[(1-IluxnonpomnankapOOHUI-4-TUIPOKCUTTATIEPUANH-4-1T)MeTh |- 1 - {4-[ (MeTHICYIBpamo-
nn)amuno | pennn } -1 H,4H,5H-mupazono[3,4-dJmupumuaua-4-on (I-504)

@)

OH T OH

EEEE——

O‘
HoN N -S-NH
6

Bo ¢nakon BMecTuMOCTBIO 2 M 3arpyxanu 1-(4-amuHodenwn)-5-((1-(mukmonpomnankapO0HHIT )-4-THAPOK-
cununepuauH-4-mn)meTin)- 1, 5-murunpo-4H-mupazomno| 3,4-dJmupumunna-4-ou (9,8 mr, 24 Mrmons), MDA
(150 mxm), N,N-muusonponmwmTtiwiamua (21 Mk, 120 MxMonb) u Metwicynbhamomwrxiopun (6 Mk, 72
MKMoub). dakoH 3anedarsiBany 1 HarpeBaiu npu 50°C B Teyenue 2 4. Jl00aBisIM TOTMOTHUTEIBHBIH METHII-
cynabpamomxiopun (6 MK, 72 MKMOIIB) M cofepkuMoe (uiakoHa Harpesanu npu 50°C B TeyeHue Houn. Peak-
IIMOHHYIO CMECh OXJIaXJaiH, racuiu meranoisoM (100 MkiI) M KOHUEHTpUpoBaidu. HeounimeHHOE BEIIECTBO
OUMIIAIM TPH MOMOLIM 3amyckaeMoil Maccoil mpenapatuBHOW BOXKX (cmocod 6) ¢ momywenmem 5-[(1-
LIUKJIOTIPOTIaHKapOOHMIT-4-TUIPOKCUITUITEpUANH-4-nin)MeTu |- 1 - {4-[ (MeTricynbhamont)aMuHo | heHuI | -
1H,4H,5H-ntmpa3omno[3,4-dmupumuana-4-ona (CHHIITOH T, 1,0 Mr, 8%). XKXMC: (M2P) m/z 502,23 [M+H].

Cmoco6 T.
[Tpumep 106
9 OH )OJ\ ? OH
7 N 7 N
N N \[(

MpomMexyTouHoe coeauHeHune 2-28

B kpyriononnyio kon0y BmecTEMOCThIO 100 M momemanmu TOY coms  1-(4-dTopdennn)-5-((4-
ruapokcununepuanH-4-mn)metn)- | H-nmupazono[ 3,4-dJmupumuaua-4(SH)-ona (1 mmonb),  N,N-gumzo-
npormwnTIiamMuH (1.60 Mmoins), auxiopmerad (10 mi), N-(3-gumermnamunonponui)-N'-3THIKapOOANUMHUIA
rugpoxiiopun (1,3 MMois), 1-rugpokcndensorpuaszon (1,3 mmons) u kucnots! (1,2 Mmmous). [lomydennstit pac-
TBOp TepeMernnBainy B TedeHue 4 1 npu 23°C. Cmech 3ateM racum gobdasineHreM Boas! (10 mi). [TomydyeHHsi
pacTBOp 3KcTparupoBay auxiopMmeranoM (3x20 mur). OObenuHEHHBIE OPTAHUYECKUE CIIOW BBICYITHBAIHA HaJl
0e3BO/IHBIM CyJb(aToM HaTpus, GUIBTPOBAIM M KOHLIEHTPUPOBAIH HOA BakyyMoM. Oca/loK OYHIIAIH TP HO-
momn npe-TCX, amoupys 20/1-5/1 nuxnopmeranom/meranonoMm (20:1 00./06.), ¢ monydeHneM TpeOyemMoro
MPOJYKTa B BUIE OEJIOT0 MIIH KEJITOTO TBEPOTO BELIECTBA.

Cnoco6 U.

IIpumep 107. 1-(4-[4-[2-(bensmnokcu)atokcu -1 H-tupazomn-1-wi]penwmn)-5-([4-runpokceu- 1 -[(4-meTmnde-
HUT)KapOoHun |unepuant-4-uinmernn)- 1 H,4H,SH-mupazono[ 3,4-d mupumuina-4-oH

Br o
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B Tpexropnyio KpyriogoHHYO K00y BMecTUMOCTBIO 50 MiI, 000py/ZOBaHHYIO a30TOIOIBOSLIEH TPYyO-
KOM, MarHUTHON MEIIAJIKOH, KOHJEHCATOPOM M TEPMOMETPOM, 3arpyxanu 1-(4-6pompennn)-5-([4-ruapokcu-1-
[(4-meTundenmn)kapbormn | munepuauH-4-wi | metmn)- 1 H,4H,5SH-tupazono[ 3,4-dJmupumuaua-4-on (130 wr,
0,25 mMmous), Homua meau (2,5 mr, 0,01 mmons), 1,4-muokcan (20 M), kapbonart kamus (75,4 mr, 0,54 MMoOb),
4-[2-(6en3unokcu)aTokcu]-1 H-mupazona rugpoxmopun (76 mr, 0,30 mmons) u (1R,2R)-1-N,2-N-nmumerwi-
nukiorekcan-1,2-muamud (7,4 mr, 0,05 Mmonp). TlomydeHHBIH pacTBOp MepeMENUBaliy B TedeHHe 16 9 mpu
110°C B macnsiHO# OaHe B atMocdepe azora. [Tocne oxmaxaerus 10 25°C, peakIMOHHYI0 CMECh TaCUIN HACHI-
meHHbIM xyopunoM ammoHus (10 mun). IlpoxykT skcrparupoBany stminaneratoM (3x20 Mil) ¥ OpraHHYecKUe
cion oOveauHsu. OpraHuYecKuil CIIOH TMPOMBIBAIM COJIEBBIM pacTBOpoM (20 Mur), BRICYIIMBAIK Haj 0e3BOI-
HBIM Cynib(aToM HATPHUS W KOHLIEHTPUPOBAIHU IO BakyyMoM. OcagoK OYMINATIH IPH TIOMOIIH MperapaTUBHON
TCX-nnactuaky, amoupyst auxyiopMmeraHoM/stminaneratom (1:1  006./06.), ¢ momyuenuem 1-(4-[4-[2-
(6ensmnokcu)sTokeu -1 H-mupazon- 1 -mn| dpernn)-5-([4-runpokcu- 1 -[ (4-meTund e Hrn ) kap O OHII | T TIepUANH-4 -
wimetwn)-1H,4H,5H-upazono[ 3,4-dJnrupumuaun-4-ona (50 mr, 30%) B Buae TBEpIOTO JKEITOTO BEILECTBA.
KXMC: (UDP) m/z 660 [M+H].

Croco6 V.

IIpumep 108. Metun-4-(5-((1-(4-propbenzonn)-4-ruipoKCUTUIICPUANH-4-HIT)METHI )-4-0KCO-4, 5-TATH T~
pormmpasoio[3,4-d] HI/IpI/IMI/I,Z[I/IH 1-mm)6enzoar

fJ&@Y@mam f)NOY@

AN
HOOC o)

O

Cramus 4. Merun-4-(5-((1-(4-¢pTopoenzonn)-4-ruipoKcununepuanH-4-mn)merun )-4-okco-4,5-Turuapo-
npasono|3,4-d jnupumunus- 1 -mm)oeH3oar.

B kpyrinononHyro Koy BMECTUMOCTBIO 25 MJI, 000pYAOBaHHYIO MarHUTHOM MeIIankoii, 3arpyxanu 4-[5-
([1-[(4-dTopdhennn)kapOoonmn|-4-runpoxcununepuanH-4-ni|merun)-4-okco- 1 H,4H,5SH-nimpazomno[ 3,4-d Jnupu-
MUIWH- 1 -1 |0eH30HHYI0 KHCTIOTY ((TTOJIyIeHHYIO COTIIACHO METOIMKEe, OMMUCAaHHOH B mpuMep 40X ¢ HCTIONb30Ba-
HUeM  6-[(4-bTopdhennn)kapOonnn]-1-okca-6-azactupo[2,5]oktana u  4-(4-okco-4,5-nmurunponupa3zono|3,4-
d]mapumuanH- 1 -11)0eH30HHON KUCIOTH B KaueCTBE UCXOMHBIX BemecTB) (49,1 mr, 0,10 MMoub), KapOOHAT Iie-
3us (65,2 mr, 0,20 MMoutb) 1 N,N-auMetuiadopmamuz (5 MiT), MOCIIe 9ero 1Mo KaruisiM 100aBIstn woamertad (28,4
Mr, 0,20 MmMoits). [lomydeHHbIH pacTBOp mepemeruBany B Tederne 2 9 npu 25°C u racumm Bogoi (20 mm). [Ipo-
IYKT JKcTparupoBaiy stuianetatoM (5x20 mi). OObequHEHHBIE OpPraHUYEcKHE CJIOM IPOMBIBAM COJICBBIM
pactBopoM (20 mu1), BRICYIIMBAIM Hal O€3BOAHBIM CyIb()ATOM HATPUS W KOHIEHTPHUPOBAIU TOJ] BAKYyMOM.
Ocanok NpoOMBIBAIN BOAOH (5 MII) M BBICYIIMBAIM B CYIIMJIbHOM mKady ¢ mosydennem MeTwi-4-(5-((1-(4-
(hTopOeH30 )-4-THIPOKCUTTHITCPUIUH-4-T)METH ) -4-0Kkc0-4, 5 - nuruaponupa3zono| 3,4-d jmupumuana- 1 -
mi)oensoara (46,5 mr, 92%). KXMC: (U3P) m/z 506 [M+H].

Croco0 Y.

Mpumep 109. 5-((1-(2-bensunazerunun-1-kapOoHWT)-4-THAPOKCUITATICPUANH-4-T)MeThN)- 1 -(4-propde-
uun)-1H-mmupazono[3,4-djmupumunna-4(SH)-on  (oHantmomep  A-1-301) wu  5-((1-(2-OeH3mnazerunus-1-
KapOOHW )-4-TUAPOKCUTTUTIICpUAUH-4 -1 )MeTrN )- 1 -(4-dTopdhennn)- 1 H-mupazomno|3,4-dJmupumunnn-4(5SH)-on
(ananTromep B-1-302)

NH HCI

/fOL OH

2 N

SeRe %

N N/) NH Cmadus 1 ) Cmadus 2
>//( TFA - >//< -

OH

; N
N, |
y “wr“
0]
OHaHTUOMep A OHaHTMOMep B
¢ 1-301 1-302

Cranmus 1. 5-((1-(2-bensunazerunun- 1 -xap 60 HWJIT)-4-TUAPOKCUITUTIEPUANH-4-11)MeThin)- 1 -(4-propdenun)-
1H-mupa3zomno[3,4-dJmupumuaun-4(5SH)-oH.
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B Tpexropiyro KpyrionoHHy0 K00y BMECTUMOCTBIO 250 Mi, 000pyIOBaHHYI0O MarHUTHOM MeEIIaIKol H
TEPMOMETPOM 3arpykajii auTpuxiopmerunkapoonar (148 wmr, 0,50 mmomnb), auxiaopmeran (50 mi), 2-
Oemsmnazerununaa ruapoxyopun (183 mr, 1,24 mmons). K peakimonHo#t cmecu mo karmisiMm go0aBismm N,N-
nmuusonponmnTwiaMuH (387 mr, 2,99 mMons) ipu 0°C. TlomydeHHBIH pacTBOp MepeMEIIMBAIA B TEUCHHE 2 U
mpu 0°C nepen no6asnenreM TOY comu 1-(4-dpTopdenwn)-5-[(4-runpokcununepunun-4-mi)mernn]-1H,4H,5H-
nupazodio| 3,4-d|mupumunua-4-ona (343 mr, 1,00 mmons) u N,N-gum3onpornmnTiiamuHa (387 mr, 2,99 MMoIb)
B auxjopmetane (50 mu) mo karusiM nipu 0°C. Tlocne moGaBneHUs pacTBOp MepeMENIMBAIA B T€UEHUE 3 U TIpH
0°C u paz6asinsum Bogoit (30 mi). IIpoaykT sxcTparuposanu auxiaopmeranoM (3x30 mir). OObeHEHHbBIE OpTa-
HUYECKUE CJIOM BBICYIIMBAIM HaJ O€3BOJHBIM Cylb(haToM HATpHs, GHIBTPOBAIN U KOHIEHTPHUPOBAIH IOA Ba-
kyymoM. OcaoK OYHIaIH TpH MOMOINHU npenapatuBHoit BOXX* ¢ momyuennem 5-([1-[(2-6en3mnazeTunuH-1-
win)kapOoHm|-4-rugpoxkcunumepuua-4-mi | metnn)- 1 -(4-propdennn)-1H,4H,5H-mupazono[ 3,4-d [mupumuana-
4-oHa B BHIE TBepaoro Oemoro BemecTra (200 mr, 39%). XKXMC: (M3P) m/z 517 [M+H]. *Kononka: Xbridge
Prep C;3 OBD, 19x150 mm, 5 mxm. TlogsmkHast ¢a3a A: Bomublit 6ukapbonat ammonus (0,05%)/moaBrmxHas
¢aza B: aneronurpmn. I'paguent: ot 48% B no 53% B 3a 8 mun. Jlerexrop: 220 u 254 Hm.

Cranus 2. 5-((1-(2-benznnazerunus- 1 -kapooHm)-4-rugpokcununeputnH-4-mn)Metrin)- 1 -(4-dpropdpennn)-
1H-mupaszomno[3,4-dmupumunua-4(5SH)-oH.

OHaHTHOMEpH! paszaensiii npu nomomn SFC* ¢ moxyuenunem 5-((1-(2-6enzunazerunus-1-xkapooHni)-4-
TUAPOKCUTTUTICPpUANH-4-1T)MeTH)- 1 -(4-dTopdhennn)- 1 H-nmupazono[3,4-dJmupumunnn-4(5SH)-oHa, 3HaHTHOMED
A (I-301) (29,5 mr, 15%, cTepeoXxuMus HE MOATBEPKICHA). "H-sIMP (300 MTI', AMCO-d) 6 1,30-1,62 (m, 4H),
1,76-1,95 (m, 1H), 1,98-2,15 (m, 1H), 2,65-2,83 (m, 1H), 2,89-3,17 (m, 3H), 3,41-3,69 (m, 3H), 3,79-3,93 (m,
1H), 4,02 (s, 2H), 4,32-4,59 (m, 1H), 4,90 (brs, 1H), 7,17-7,22 (m, 3H), 7,29 (t, J=7.5 I'n, 2H), 7,40-7,46 (m,
2H), 8,05-8,10 (m, 2H), 8,35 (s, 1H), 8,38 (s, 1H). XKXMC: (MUOP) m/z 517 [M+H] u 5-((1-(2-6en3unazeTnans-
1-xapOoHMN )-4-TUApOKCUTTUNIEpUINH-4-WT)MeTHI)- 1 -(4-dTopdennn)- 1 H-mupaszomno| 3,4-d [mupumunua-4(5SH)-
oHa, sHanTHOMep B (I-302) (29,5 mr, 15%, crepeoxumus He moaTBepsiaeHa). 'H-SIMP (300 M, IMCO-dg) &
1,30-1,62 (m, 4H), 1,76-1,95 (m, 1H), 1,98-2,15 (m, 1H), 2,69-2,79 (m, 1H), 2,91-3,13 (m, 3H), 3,41-3,65 (m,
3H), 3,82-3,91 (m, 1H), 4,02 (s, 2H), 4,32-4,59 (m, 1H), 4,90 (brs, 1H), 7,17-7,22 (m, 3H), 7,29 (t, J=7.2 I'L,
2H), 7,40-7,46 (m, 2H), 8,05-8,10 (m, 2H), 8,35 (s, 1H), 8,38 (s, 1H). XKXMC: (UDP) m/z 517 [M+H].
*Komonka: Chiralpak IC, 2x25 cm, 5 Mxm. TlogsmxkHast daza A: metaHon/monsmwxkHas $aza B: muxiopmeran.
Ckopoctb motoka: 17 mu/mus. I'paguent: ot 10% B 1o 100% B 3a 11 mun. lerextop: 254 u 220 um. RT;: 7,93
muH; RT,: 9,40 muH.

Croco6 Z.

Mpumep 110. 5-((4-I'mnpoxcu-1-(4-(4-ruapoKCUIMKIOT€KCHIOKCH )OS H30MIT ) T IIEPH IUH-4-1T)MeTHI)- | -1I-
tomui-1 H-mmpazono[3,4-dJmupunmunun-4(SH)-on (I-1141)

T oH T oH o
2 N © 7 N
NTSN o™ NTON OH
o o)

1-357

B xpyrimomonnyro kon0y BMecTtuMocThio 100 M momemamm  5-((1-(4-(4-(Tper-OyTHIIUMETHII-
CUITIIIOKCH ) IUKIIOT €KCHIIOKCH ) OCH3 0T )-4-THIPOKCUTTHIIC pUIUH-4-T)MeTrN ) - | -ni-rowi- | H-riupasono| 3,4-
d]mupumunna-4(5SH)-0H (TTOTYYCHHBIH COTIACHO CTAIMH 1: METOIHKH, OMICAHHOW B CIIOCO0E A, ¢ HCIOIB30Ba-
HUeM  5-((4-runppoxcurnunepuauH-4-mr)merun)- 1 -n-romn- 1 H-nupazono[ 3,4-d jnupumnaun-4(SH)-ona  u 4-
THUIPOKCUOCH30IHON KuciaoThl. CTamust 2: METOAMKA, OMUCAHHAS B DKCIEPUMEHTe 172 ¢ WCmoib30BaHUEM 4-
[(TpeT-0y T AMME THIICHITHIT ) OKCH |ITUKITOTeKcaH- 1 -o) (50 mr, 0,07 MMos), TeTparuapodypana (5 M) u TeTpa-
Oyrnirammonus ¢propuza B terparuapodypane (1M, 1,5 mi). [TomydeHHbI# pacTBOp epeMeIInBaIl B TEYEHUE 5
4 mpu 40°C B macnsHo# Oane. [Tocne oxnmaxaenus no 23°C peakMOHHYIO cMech racuiau Bogon (20 mu). [Ipo-
JIYKT 9KCTparuposaiu stmwianeraToM (5x10 mir). OObeqHEHHBIE OPraHUYeCKUe IO BBICYIIMBAIM Hall O€3BOJI-
HBIM Cynb(haToOM HATpus, GHIBTPOBAIN W KOHIEHTPHPOBAIH MOJ BakyyMoM. OCaJoK OYHINAIH HPH ITOMOIIN
npemapatTuBHoii BDOXKX* ¢ momydenunem 5-((4-ruapoxcu-1-(4-(4-THIpOKCHITMKIIOTEKCHIIOKCH ) OSH30MIT )ITH-
nepuanH-4-mn)Metnn)- 1 --romun- 1 H-mpasono[3,4-d Jrupumuana-4(SH)-ona (2,4 mr, 6%) B BHIe Tps3HO-
6ernoro Teepzoro Bemectsa. 'H SIMP (300 MI'y, CDCLy) & 1,23-1,45 (m, 5H), 1,57-1,64 (m, 5H), 1,81-1,85 (m,
2H), 1,99-2,01 (m, 1H), 2,38 (s, 3H), 3,16-3,31 (m, 2H), 3,50-3,62 (m, 2H), 4,06 (s, 2H), 4,36-4,60 (m, 2H),
4,98 (brs, 1H), 6,95-6,98 (m, 2H), 7,31-7,33 (m, 2H), 7,38 (d, J=8,4 T'n, 2H), 7,92 (d, J=8,4 T'm, 2H), 8,33 (s,
1H), 8,34 (s, 1H). XKXMC: (UDP) m/z 558 [M+H]. *Kononka: X Bridge RP, 19x150 mm, 5 mxm. [TonsmkHas
¢daza A: BomubIl OukapboHat ammonus (10 MM)/monsrkHas ¢asza B: anerorntpuin. 'paguent: ot 15% B no
71% B 3a 7 mun. Cxopoctb notoka: 20 mu/mun. [lerextop: 254 u 220 HM.

Criocob AA.

Mpumep 111. 5-((4-T'mapoken-1-(1-MeTHIIMKIONPOTIaHKAPOOHMIT) TUIIEpUANH-4-11)MeTh)- 1 -(4-((4-me-
TOKCHUIIMKJIOTeKCHIT)oKcH) pernin)- 1 H-tupazono| 3,4-d Jmupumununa-4(5SH)-oH, nzomep A u nzomep B
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(1-1116) (1-815)

B Tpexropiyto KpyrionoHHYI0 KoinOy BMeCTHMOCTBIO 50 Mul, 000pyIOBaHHYIO MarHMTHOW MEIIaIKOH,
KOHJICHCATOPOM U TEPMOMETPOM, 3arpyxainu S5-([4-rugpoxcu-1-[(1-MeTHIIUKIONPOIHIT)KapOOHHII | TUTIEpUANH-
4-nn)merun)-1-(4-runpoxcudenmn)-1H,4H,5H-nupazono[3,4-djnupumunun-4-on (51 wmr, 0,12 mmons), 4-
METOKCHITHKIOTeKCHIMeTaHCY Ib(oHat (25 Mr, 0,12 MMonb), kapOonat kamus (34 mr, 0,25 mmonb) u N,N-
nmumetuindopmamun (10 mur). TlomydeHHbIN pacTBOp nepemMeruBaiy B Teuenne 24 4 npu 80°C B MacisiHOH OaHe.
TTocne oxnaxaeHust no 23°C peakMOHHYIO CMeCh 3aTeM racwin aoOasieHueM Boubl (20 mur). [TomydenHyto
CMech 3KcTparupoBany dtmnareratoM (3x30 mur). OpraHudeckue ciiou 0ObEIUHSIIH, BRICYIIIMBATIHN Hall 0€3BOJ-
HBIM Cynb(haToOM HaTpus, GHIBTPOBAIN W KOHICHTPHPOBAIH HOJ BakyyMoM. OcCaJoK OYHINAIH IPH MTOMOIIN
npenapatuBHoit BOXX* ¢ momyuenmnem panemuueckoit cmecu (15 mr, 23%). XKXMC: (M2P) m/z 536[M+H].
*Kononka: XBridge Prep C18 OBD xomnonka, 5 MM, 19x150 mm. [TonsmxkHas ¢a3a A: BOIHBINA THIPOKCUIT aM-
monus (0,05%)/monBrmxnas dasza B: anetorutpmit. Ckopocts moroka: 20 mi/muH. ['pagnent: ot 25% B mo 55%
B 3a 7 mun. Jlerekrop: 220 u 254 am. CMech (15 Mr) pasaensiu npu noMoImm xupaibHoit BOXX** ¢ momyde-
HUEM 5-((4-runpokcu-1-(1-MeTHIINKIONPONaHKapOOHIIT ) TUIIEPUANH-4-T)Me T )- | -(4-((4-METOKCHIIMKIIO-
rexcun)okcn)benmn)-1 H-mapazono|[3,4-d mupumunun-4(SH)-ona, usomep A (2,1 mr, 3%). 'H-SIMP (300 MI',
CD;0D) 6 0,56-0,64 (m, 2H), 0,85-0,89 (m, 2H), 1,25-1,28 (s, 4H), 1,48-1,58 (m, 2H), 1,60-1,96 (m, 10H),
3,27-3,36 (m, 4H), 4,05-4,16 (m, 4H), 4,42-4,75 (m, 2H), 7,06 (d, J=9.0 'y, 2H), 7,83 (d, J=9.0 I';, 2H), 8,19 (s,
1H), 8,26 (s, 1H). XKXXMC: (U3P) m/z 536 [M+H], u 5-((4-rumpokcu-1-(1-MeTHIIHMKIONpONaHKapOo-
HWI)TUnepuanH-4-mn)merun)- 1 -(4-((4-meroxcumukiiorekcuin)oken ) penmn)- | H-nupazonol[ 3,4-d Jmupumu ana-
4(5H)-oma, msomep B (2,1 mr, 3%). 'H-SIMP (400 MI', CD;0D) & 0,56-0,63 (m, 2H), 0,85-0,89 (m, 2H), 1,26-
1,28 (m, 4H), 1,38-1,72 (m, 8H), 2,01-2,15 (m, 4H), 3,05-3,35 (m, 4H), 4,07-4,47 (m, 4H), 4,36-4,43 (m, 1H),
4,52-4,56 (m, 1H), 7,05 (d, J=9,0 ', 2H), 7,83 (d, J=9,0 'y, 2H), 8,19 (s, 1H), 8,26 (s, 1H). XKXMC: (U3P) m/z
536 [M+H]. **Komnonka: Chiralpak IC kononka, 5 MM, 2x25 cMm. monsmxkHas ¢asza: meranoin (0,1% audTuna-
MmuH). CkopocTb motoka: 18 mu/muH 3a 24 muH. Jlerektop: 254 u 220 um. RT;: 16,2 mun; RT,: 20,5 mun. # [o-
XOXHH crIocod MOXKET OBITh MCTIONB30BaH UIS aJKHINPOBAHIS, T/Ie MCXOTHOE BEIIECTBO IMPEACTABIIET cO00M
SIMOKCHUA, TakoW Kak 1,5-muoxcacmupo[2,3]rexcan u S-(mudermmmeT)-1-okca-5-azacupo[2,3]rekcan (JIeTKo
MIOJTy9aeMBIi U3 COOTBETCTBYIOIIECTO KETOHA M HOIU/IA TPUMETIICYIIb(HOKCOHNUS).

Crioco6 AB.

Ipumep 112. 5-((1-(2"-AmuHOOHPEHMITKAPOOHM )-4-THAPOKCUTTUTIEPUINH-4-HT)MeTH) - | -(4->THHIID e-
uun)-1H-mmupazono| 3,4-d Jmupumuaua-4(SH)-on

(0] OH N
S oLe _ 0

=—5n(n-C4Ho)3 N

N>——{.I'}——1‘I'} ‘Qii" ‘QiiP
o
HoN

Br //

B nmpobupky 11s MUKPOBOJHOBOTO PEAaKTOpa BMECTUMOCTBIO 5 MiI, 000PYZOBaHHYI0 MarHUTHOHM Merraj-
KkoH, 3arpyxanu 5-((1-(2'-amuHOOM(DeHMITKAPOOHMIT)-4-THIPOKCHITHITEPUIUH-4-1T)MeThN)- 1 -(4-6poMbenn)-
1H-nupazono|3,4-d|mupumuaua-4(SH)-oH (TOTydeHHBIH COTJIACHO METOJWKE, ONMMMCAHHON B crocobe A, ¢ Hc-
MOJIb30BaHUEM 1-(4-6pompennn)-5-((4-ruapoxcununepuaua-4-wi)meTwn)- | H-mupasono[ 3,4-d mupumu gus-
4(5H)-ona u 4-(2-aMuHO(DEHWIT)OCH30MHON KUCIOTHI B KauecTBe MCXOMHBIX BemecTB) (100 mr, 0,17 mmos),
muokcad (2 wu), TpuObyrtun(dtuHwi)ctanHaH (64,5 wr, 0,20 wmmoms), kommuiekc 1,1'-6uc(audenni-
¢docouno)pepponen-nataausa(ll)muxmopunga n  amxiaopmerana (12,4 wmr, 0,02 Mmonp) u  2-(IUIMKIO-
rekcunpochuno)-2',4',6'-rpu-uzo-nponmi-1,1'-oudennn (16,2 mr, 0,03 Mmozs). [TomydeHHslit pacTBoOp moaBep-
rajd MUKPOBOJIHOBOMY u3nydeHuto B TeueHue 1 4 mpu 160°C. Iocne oxmaxnaeHus no 25°C, peakIMOHHYIO
cMech BiauBayd B Boxy (20 mi). [TpomykT akcTparupoBaiu stuiamneratom (5x20 mi). O0bennHEHHBIC OpraHude-
CKHE CJIOW BBICYIINBAIH HaJl 0€3BOTHBIM CYIb(AaTOM HATPHs, PHIBTPOBAIM U KOHIEHTPHPOBAIH I10]] BAKYYMOM.
Ocanok OYHIIaIN TIPH MOMOIIN KOJIOHOYHOH XpoMaTtorpaduu, 3Ioupys NeTpoJeHHBIM 3(hUpOM/ITHIIAIIETaTOM
(7:1, 06./00.), ¢ momyyenuem 5-((1-(2'-amuHOOMPEHMIKAPOOHIIT)-4-THAPOKCUITUIIEPUINH-4-1iT)MeTH)-1-(4-
stuHIIGennn)- 1 H-mupaszono[ 3,4-d[mupumunna-4(SH)-ona B Bume xentoro macma (40 wmr, 44%). XXMC:
(U2P) m/z 545 [M+H].

HO
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Cnoco6 M.
Mpumep 113. 5-((1-(L{uxnonponankapOoHm)-4-rugpokcununepuant-4-mi)Metun)- 1 -(4-(munepugua-4-
nn)dennn)- 1 H-nupazoino[3,4- d]HI/IpI/IMI/I,I[I/IH 4(5H)-on (I-843)

i*) «@ W cjgﬁw ﬁﬁ % m/%mm : %) % W

. \

Br N N

OH Boc Boc
77 N
N*TL/) N 7(/4
NN
Cmadus 3
1-843
N
H

Cramus 1. tper-bytnn-4-(4-(5-((1-(muknonponankapOoHu )-4-rUAPOKCUTTUTICPUUH-4-FIT)METHIT )-4-0KCO-
4,5-nurunpomnupaszonol 3,4-dmupumuana- 1 -nm)pennn)-5,6-quruaponupunns- 1 (2H)-kapookcunar.

B Tpexropiyro KpyrionoHHyo koj0y BMecTUMOCTBIO S50 Mil, 000pyZOBaHHYIO OAIJIOHOM C a30TOM, Mar-
HUTHOM MEUIaJIKOH, KOHAEHCATOPOM U TEPMOMETpPOM, 3arpyxaiu 1-(4-Opomdennn)-5-[(1-muxionpomnan-
kapOoHmI-4-runpokcununepunud-4-mwi)metun |- 1 H,4H,SH-mupazono[ 3,4-d jnupumuaua-4-oa (500 wmr, 1,06
mmons), Pd(dppf)Cl, (76 wmr, 0,10 mmois), 1,4-muokcan (20 M), Bogy (2 min), kapOonat kanms (440 wr, 3,18
MMOJIb) U 1-TpeT-OyTmi-6-(TeTpamerwi-1,3,2-a1uokcaboponan-2-un)-3,4,7,8-rerparuapo-2H-1-3,3-okcazonuH-
2-oH (393 wmr, 1,27 mMmoub). PactBop mepememmBanu B TeueHue 8§ 1 mpu 100°C u oxnaxmamm o 25°C. Tlomy-
YCHHBIH pacTBOp pa30aBisuty Boaoi (30 Mi1) M MPOAYKT 3KCTparupoBaiu guxiopmeranoM (3x20 mu). O0benu-
HEHHBIC OPTaHUYIECKUE CJIOW BBICYIIUBAIM HaJ Cynb(aToM HaTpus, QMIBTPOBAIN W KOHIEHTPHPOBAIN IOJ Ba-
kyymoM. Ocallok oYHImazy mpu momontu npemapatuBHoi TCX, smoupys auxiopmeraHom/meranoiaoM (50:1,
00./00.), ¢ momyuenuem tpeT-0yTrmin-4-(4-(5-((1-(nukmonponankapOOHIT)-4-THAPOKCHITATIEPUINH-4-HJT)METHI )-
4-okco-4,5-murunponupa3zoino| 3,4-dmupumunus- 1 -un)pennn)-5,6-muruaponupuaus- 1 (2H)-kapOokcunara B
Buze xentoro macia (0,45 r, 65%). XKKXMC: (UDP) m/z 575 [M+H].

Cranus 2. tper-byrnn-4-(4-(5-((1-(mmxnonponankapOoHm)-4-ruApOKCUIIHIIEpUINH-4-1IT)METHIT )-4 -0OKCO-
4,5-nurunpomnupaszonol 3,4-d ] mupumuana- 1 -nn)dpeHnn) nunepunit- 1 -kapOooKkcuar.

B kpyrmononnyto kosn0y BMectumoctsio 100 mi1, 000pynoBaHHYIO GaJUIOHOM C BOJOPOJIOM M MAarHUTHOH
MEIIaJKOH, 3arpyxaiu Tper-0yTmi-4-(4-(5-((1-(uuknonponankapOoHm)-4-ruApOKCUITHIIEPUITH-4-HIT)METHIT ) -
4-oxco-4,5-nuruaponupasono|3,4-dmupumuann- 1 -mn)penmn)-5,6-nurnaponupuaus- 1 (2H)-xkapbokcunar  (cra-
mast 1, 400 mr, 0,69 mMMmonb), maaAueBblii Katanmu3aTop Ha yriaepomanoMm Hocutene (0,1 r, 10%) u N,N-
mumetmidopmamun (20 mim). PactBop mepememmBanu B Teuenue 3 4 mpu 25°C B atmMocdepe Bogopoaa. Teep-
JbIC BEIIECTBA YAASIIN MyTeM GHIbTPALUH, ¥ QIIIBTPAT KOHIIEHTPUPOBAIH IO BAKYyMOM C IOJTy4EHHEM TpET-
O0yTni-4-(4-(5-((1-(mukonpomankapOOHUN ) -4-TUAPOKCUTTUTICPUTUH-4 -FIT )METHI)-4-0KC0-4,5 - TUTrHApOTIHpa30-
110[ 3,4-d|mupumuuH- 1 -wr)hernn)munepuand- 1 -kapookcunata (0,37 r). XKKXMC: (UDP) m/z 577 [M+H].

Cramus 3. 5-((1-(IImxmompomnaHkapOOHWT)-4-THIPOKCUTTHTICPUANH-4-1 )MeThN )- | -(4-(munepuna-4-
wi)denmn)- 1 H-nupazono|3,4-d jmupumunua-4(5SH)-oH.

TurynapHOE CcOoeqMHEHHE MOJydYalld COTJacCHO METOJIMKE, ONHMCAaHHOW B NpHUMepe 2, ¢ HCHOJIb30BaHUEM
TpeT-0yTHi-4-(4-(5-((1-(uuxionponankapOoHNT)-4 -TrHIPOKCUITUIIEPUANH-4-MT)METHIT )-4-0KCc0-4, 5 - TUTUAPOIH-
pazoiol[3,4-dmupumuann- 1 -mn)penun)nunepuaus- 1 -kapookcmnara (craaus 2, 400 mr, 0,69 MMoIB) B KauecTBe
MCXOJHOTO BEIIECTBA, KOTOPOE JOMOIHUTEIHHO OYHINAIN P ITOMOInH npenapatuBHoi BOXXX* (15 mr, 18%).
'H-SIMP (300 MI'ti, CD;0D) & 0,72-0,92 (m, 4H), 1,57-1,83 (m, 6H), 1,87-2,01 (m, 3H), 2,84-2,87 (m, 3H),
3,08-3,24 (m, 3H), 3,52-3,59 (m, 1H), 4,01-4,23 (m, 4H), 7,45 (d, J=8.4 ', 2H), 8,00 (d, J=8.1 I';, 2H), 8,25 (s,
1H), 8,33 (s, 1H). XKXMC: (UDP) m/z 477 [M+H]. *Kononka, SunFire Prep C18, 19x150 mwm. [Tonemxnas daza
A: Bomublii 6ukapoonat ammonus (0,05%)/moasmwxnas ¢asza B: aneronntpmi. Ckopocts moroka: 20 MIiI/MHH.
I'paguent: ot 40% B no 60% B 3a 8 mun. lerexrop: 254 u 220 HM.

Croco6 AD.

IMpumep 114. 4-{[1-(4-®ropdennn)-4-oxco-1H,4H,5H-nupa3zono[3,4-d|mupumuanua-5-ui|MeTnn | -4-Tu-
pokcu-N-MeTwimunepuant- 1 -kapookcamu (1-284)
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B Tpexropiyio KpyriogoHHYI0 KOJ0y BMECTUMOCTHIO 250 Mir, 000pyIOBaHHYI0 MAarHUTHOW MEMIAIKOW U
TepMoMeTpoM, 3arpyxamn TdY comp 1-(4-dpropdenmn)-5-((4-runpoxcununepuaut-4-mwi)merun)-1 H-nmpa-
30710[3,4-d Jmupumunua-4(SH)-ona (mpomexxyTounoe coenunenue 2-28, 95 mr, 0,21 MmMons), quxnopmetas (100
wiI) U TpudTHiamuH (65 wmr, 0,64 mmonb). PeakipoHHyro cMech THOABEprajM BO3JICHCTBHIO N-MeTHII-
kapOamomxyiopuna (45 mr, 0,48 MMonp) B auxiopmerane (1 mir), KOTopblid 1o6asisumu o nopuusiM pu 0°C.
ITomyuennsiit pactBop Harpesanu 10 23°C u nepeMennBany B TedeHue 2 4. PeakinoHHy10 cMech racuiid BOJOH
(20 M), 1 IPOIYKT IKCTparupoBaimu guxaopmeraHoM (3x30 mi). O0beTMHEHHBIC OPTAHUIECKHUE CIIOW BBICYIIIH-
BaJIM HaJ| 0€3BOJHBIM cyiab(aToM HaTpusi, GHIBTPOBAIN U KOHLEHTPUPOBAIH 10J BaKyyMoM. Oca oK OYHIIaIn
npu rnoMoiny npenaparuBHoit BOXX* ¢ nomyuennem 4-((1-(4-gpropdennn)-4-oxco-1H-nmpazono[3,4-d]mupu-
muuH-5(4H)-nn)mern)-4-ruapoken-N-Metummunepunn- | -kapbokcamnaa (16,5 mr, 20%). 'H SIMP (300
MTI'n, IMCO-dg) & 1,25-1,57 (m, 4H), 2,54-2,59 (m, 3H), 2,95-3,05 (m, 2H), 3,54-3,68 (m, 2H), 4,02 (s, 2H),
4,86 (s, 1H), 6,33-6,41 (m, 1H), 7,39-7,51 (m, 2H), 8,01-8,12 (m, 2H), 8,34 (s, 1H), 8,38 (s, 1H). KXMC:
(U3P) m/z 401 [M+H]. *Kononka: XBridge Prep C18 OBD kononka, 5 MM, 19x150 mm. [TogsmkHas ¢a3za A:
BonHBIN Omkap6oHaT ammonus (0,05%)/monBmxnas ¢asza B: anerorutpmi. Ckopocts notoka: 20 mu/muH. ['pa-
nmueHT: oT 25% B no 66% 3a 10 mun. Jlerektop: 220 u 254 M.

Croco6 AE.

IMpumep 115. 5-[(1-IuxnonponankapOoHMI-4-THAPOKCUTTHTIEpUANH-4-1)MeThl |- 1 - {4-[4-(4-MeTunmmrie-
pasuH-1-un)-1H-nmupazon-1-wn]denwn | -1H,4H,5H-nupazono[3,4-dmupumuann-4-on (1-975)
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B Tpexropiyro KpyrionoHHy0 K00y BMecTUMOcThio 100 M1, 000pymoBaHHYIO OAJUIIOHOM C a30TOM, Mar-
HUTHOW MEINIATKOH, KOHICHCATOPOM M TepMOMETpoM, 3arpyxkanmm 1-(4-6pomdbennn)-5-[(1-mukmonporman-
kapOoHWI-4-ruapokcununepuant-4-mwn)merun|-1 H,4H,5H-tupazono[3,4-dJmupumuaun-4-on (100 mr, 0,21
MMoIb), 1-meTun-4-(1H-mupazon-4-wn)munepazud (35 mr, 0,21 mmons), kapoonat kamust (8,77 mr, 0,06 MMOJIB),
1,4-mokcan (20 mu), (1S,2S)-mukinorekcan-1,2-muamun (2,4 mr, 0,02 mMmons) u Homun memu (4 mr, 0,02
mMonb). [lomydenHslit pactBop nepemernnBany B Teuenne 16 4 npu 110°C B macnsino# 6ane. [Tocne oxmaxne-
HUs 10 25°C, peakiimoHHYI0 cMech Tacuiy Bonoi (30 mur). [IpomykT skcTparupoBamu stuinanetarom (3x30 m).
OObeMHEHHBIE OpraHMYECKHE CIIOM BBICYIIMBAIM Hal OE3BOIHBIM CyNb(aToM HaTpusl, QUIBTPOBAIM M KOH-
HEHTPUPOBAIHM NOA BakyyMoM. OcaJoK OYMIIadd NpPU IIOMOINM KOJOHOYHOHM XpomaTorpaduu, >Ioupys au-
xsopmeranoM/meraHosioM (1:1, 06./06.). IIpogyKT DOMONHUTENHEHO OYMINAIM IIPH HMOMOIIM IpenapaTuBHON
BOXX* ¢ momydenuem 5-[(1-muxinonpornaHkapOOHUI-4-THIPOKCUTHIIEpUIUH-4-mi)MeTrn |- 1-[4-[4-(4-meTun-
nunepasus- 1 -mn)-1H-mmpazon-1-wn]penun]-1H,4H,5H-nupazono[ 3,4-d|nupumunna-4-ona B BUAE TBEPAOTO
6eroro Bemectsa (8,7 mr, 7%). 'H SIMP (300 MI'y, IMCO-dg) & 0,66-0,71 (m, 4H), 1,40-1,60 (m, 4H), 1,95-
1,99 (m, 1H), 2,23 (s, 3H), 2,44-2,48 (m, 4H), 2,98-3,01 (m, 5H), 3,35-3,42 (m, 1H), 3,99-4,10 (m, 4H), 4,98
(brs, 1H), 7,61 (s, 1H), 7,95 (d, J=9.0 ', 2H), 8,10 (s, 1H), 8,13 (d, J=9.0 I'u, 2H), 8,38 (s, 1H), 8,39 (s, 1H).
KXMC: (MDP) m/z 558 [M+H]. *Kononka: XBridge Shield RP18 OBD kononka, 5 Mkm, 19x150 mm. [Tox-
BKHas (aza A: BogHBINM OnkapOoHaT amMmoHus (10 MModw/im)/monBmwkHas (asza B: aneronutpwi. ['paguent: ot
18% B mo 38% B 3a 8 mun. Ckopocts notoka: 20 mur/muH. Jletexktop: 254 u 220.

Crmioco6 AF.

Ipumep 116. 5-((1-(4-DTopbOeH30m)-4-rUAPOKCUTTHTIICPUTNH-4-FIT)METHN )- | -(4-(MeTHICYIbGUHIIT) D e-
Hun)-1H-mupaszono[3,4-dJmupumnann-4(SH)-on, osnantnomep A (1-995) wu  5-((1-(4-dTopbenzonn)-4-
THAPOKCHIHIIEpUANH-4-1n)MeTHN)- 1 -(4-(MeTuncynsduamn) denmn)- 1 H-nupazono[ 3,4-d Jrupumuaun-4(SH)-omn,
sHantuomep B (I-996)
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Kpyraononnyio kon0y BMecTMOocThiO 50 M, 000pyJOBaHHYIO MarHMTHOM Memankol, 3arpyxamm S5-((1-
(4-dpropoenzomn)-4-ruapokcununepuna-4-un)metnn)- 1 -(4-(metnnruo))penwn)- 1 H-nmupazono[ 3,4-d Jnupumu-
muH-4(5H)-on (100 mr, 0,20 mmonb), auxmopmeran (15 mim) u mCPBA (34,4 mr, 0,20 mmons). [TomydeHHBIH
pactBop nepememmmBany mpu 0°C B reuenue 10 muH 1 3ateM racvim Boxoi (10 mi). [IpoaykT akcTparupoBain
quxyopmeranoM (3x10 mi1) m 00bEeAMHEHHBIE OPTAaHWYECKUE CIIOM HMPOMBIBAIN COJEBBIM pactBopoM (10 mi),
BBICYIITUBAIA HaJl O€3BOIHBIM CyJb(paToM HATpHsl, (GHIBTPOBAIN M KOHIICHTPUPOBAIH MO BakyyMoM. Ocalok
OUHMIIANIA TIPH TIoMoI| TpenaparuBHoi BOXX* ¢ momyuenmem 5-((1-(4-dpTopOeH30mi)-4-ruapOoKCUTTATIEPH-
TuH-4-mn)MeTin)- 1 -(4-(metuncynshunni)pennn)- 1 H-mupazono[ 3,4-d Jrupumuanna-4(SH)-ona B Buge TBEpAOTO
6emoro BemectBa (60 mr, 58%). XKXMC: (UOP) m/z 510 [M+H]. *Kononka: XBridge Prep C18 OBD kononka,
5 mrMm, 19x150 mMm. TogemxkHas ¢asza A: BogHbeiii Oukapoonat ammonus (0,05%)/monsmkHas ¢asa B: aneto-
HUTpII. CrkopocTth motoka: 20 mi/muH. ['paguent: ot 25% mo 50% B 3a 8 mun. [derexrop: 220 u 254 am. 5-((1-
(4-dpropOenzomn)-4-ruapokcununepuuH-4-un)mernn)- 1 -(4-(metuncyasduamn) pennn)- 1 H-nupasosnol[ 3,4-
dmupumunn-4(SH)-on (122 mr, 0,24 MMoJb) pa3fessuIi Ipy HOMOIIN XHUpabHOH mpenapatnBHOi BOXKX c
noiyuerneM  5-((1-(4-propbenzonn)-4-runpokcununepuaut-4-mn)MeTun)- 1 -(4-(Metuncynspunwn)penwn)-1 H-
npasono|3,4-dmupumunun-4(SH)-ona, snantnomep A (1-995) (36,3 mr, 30%), u 5-((1-(4-dTopbenzonn)-4-
THAPOKCHIHIIEpUANH-4-1n)MeTHN)- 1 -(4-(MeTuncynsdua-mw1 ) hennn)- 1 H-nmupaszorno[ 3,4-d [nupumunnn-4(SH)-
oma, suanTHOMep B (1-996) (38,9 mr, 32%). A: 'H SIMP (400 MI'u, CD;0D) & 1,48-1,80 (m, 4H), 2,86 (s, 3H),
3,43-3,48 (m, 3H), 4,18 (s, 2H), 4,33-4,35 (m, 1H), 7,17-7,22 (m, 2H), 7,45-7,50 (m, 2H), 7,88 (d, J=8,8 I'L,
2H), 8,29 (s, 1H), 8,36 (s, 1H), 8,43 (d, J=8,8 I', 2H). B: '"H SIMP (400 MI'u, CD;0D) & 1,48-1,82 (m, 4H),
2,86 (s, 3H), 3,43-3,56 (m, 3H), 4,18 (s, 2H), 4,32-4,35 (m, 1H), 7,19 (d, J=8,8 I'y, 2H), 7,48 (d, J=8,4 'y, 2H),
7,88 (d, J=8,8 T'm, 2H), 8,29 (s, 1H), 8,37 (s, 1H), 8,43 (d, J=8,8 T'm, 2H). KXMC: (UDP) m/z 510 [M+H].
**Kononka: Chiralpak IC, 2x25 cM, 5 mxMm, noasmwkHas (asa: metanon 3a 45 muH. Jletektop: 220 u 254 HM.
RT,: 9,33 mun; RT,: 6,22 muH.

Croco6 AG.

Ipumep 117. 5-((1-(4-Dropbenzonn)-4-ruapokcununepuana-4-mn)MeTan)- 1 -(4-(S-meTuncynbGoHuMu-
nown)penmn)-1,5-muruapo-4H-mupaszono|3,4-dmupumunna-4-on, sHanTHOMep A(I-997), m 5-((1-(4-dTop-
OeH30MIT)-4-TUIPOKCUTTATIEPU AN H-4- 1) MeTHN) - | -(4-(S-MeTuncynshoranmumomn)dhenwn)- 1,5-nurunpo-4H-nmpa-
30710[ 3,4-d |mupumuuH-4-0H, 3HaHTHOMED B (I—998)

/\/\H‘\) A@ \[(©/ E?)Cvadu'\,c‘rHi /ﬁ) &b \N/©/ Cmadus 2 /ﬁ) Ab T(©/
Q Q aHaHTuomep A(1-997)

o8, F3c\“/N:S5_ HN:SB_ 3HaHTUomMep B (1-998)

Cramus 1. 2,2,2-Tpudrop-N-([4-[5-([1-[(4-pTopdennn)kapOonmi]-4-ruapoKcUnunepuInH-4 -1 | METHI ) -
4-oxco-1H,4H,5H-nupazono[ 3,4-d nupumuus- 1 -mn]oenzon | (MeTan ) cynbGUHUIHICH )alleTaM I L.

B Tpexropiyio KpyriomoHHYI0 Koi0y BMeCTHMOCTBIO 50 Mul, 000pyIOBaHHYIO MarHUTHOW MEIIaIKOH,
KOHJICHCATOPOM M TEPMOMETpPOM, 3arpyxanu S5-((1-(4-gropOenzomn)-4-ruapokcununepuaina-4-uia)metun)- 1 -(4-
(meTuncynshuann)perwn)- 1 H-nupazono[ 3,4-d Jmupumuaua-4(SH)-ou (mpumep 116, 102 mr, 0,20 MMoitb), au-
xyiopmetad (20 mi), MgO (32 wmr, 0,80 Mmoutp), numep anerata ponus (3,8 mr, 0,02 Mmoib) U TpudTOpareTa-
muza (45,2 mr, 0,40 Mmmoub) u 3aTeM amanetaT Homoensona (128 mr, 0,40 mmons) ipu 40°C. ITomy4eHHbIH pac-
TBOp MEPEMEIINBATIH B TCUCHHUE 16 U W KOHIICHTPUPOBAIH IO BakyyMoM. OcagoK OYHIaNN MPH ITOMOIIH TIpe-
MapaTUBHON TOHKOCIOWHOM Xpomarorpaduu, dIoupys auxiopMmeraHoM/meranosioMm (20:1, 06./06.), ¢ momyde-
HUEM 2,2,2-tpudrop-N-([4-[5-([1-[(4-dbTopdennn)kapOoHII |-4-THAPOKCUTTATIEPU TN H-4-HJT [METHIT ) -4-0KCO-
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1H,4H,5H-nmpa3omno|3,4-dJmupumunnn- 1 -mn|0eH301 ] (MeTaH)CyIbpUHIIHICH)AlleTAMUIa B BHIC TBEPIOTO
skentoro BeriecTsa (82 mr, 66%). XKXMC: (MDOP) m/z 621 [M+H].

Cramus 2. 5-((1-(4-DropOenzomn)-4-ruapoKCUTHTIPUAHH-4-1n )MeThN )- 1 -(4-(S-meTmicynbpoHuMuIo-
nn)ennn)-1,5-guruapo-4H-nupazono[ 3,4-d | mupumMunH-4-0H.

B kpyriotoHHyI0 KOJI0Y BMECTUMOCTBIO 50 M1, 000pyI0OBaHHYIO MarHUTHON MeIaaKoi, 3arpyxamm 2,2,2-
tpudTOp-N-([4-[5-([1-[(4-bTOopdenmn)kapOoHw|-4-TuaApOKCHITHTIEPUIUH-4-1J1 [ MeThn )-4-okco- 1 H,4H,SH-m-
pazouno|[3,4-dmupumuana- 1 -un|6enzon](metan)cynbpuammuaeH)anetamun (ctaaust 1, 124 wmr, 0,20 mMmous),
metaHoa (10 mi) u kap6oHat kanus (83 mr, 0,60 MMoub). [TorydeHHBIN pacTBOp NEpEeMENTUBAINA B TEUCHHE 2 U
npu 27°C. TBepaple BemecTBa yHAJUIM IMyTeM (QIIBTPAIH U (UIBTPAT KOHICHTPHPOBAIHM IMOJ BAKYYMOM.
Ocalok OYHIANKd TPHU TOMOIIU IPEHAPATHBHON TOHKOCIOHHON XpoMmaTorpa(uu, JIIIOUPYS JAUXIOpPMETa-
HOoM/MeTanonoM (20:1, 00./00.), ¢ mONy4eHUEeM TUTYIABHOTO coeauHeHus (95 mr, 91%). XKXMC: (MDP) m/z 525
[M+H].

Cramus 3. XupansHoe paszzaenenue 5-((1-(4-dpropbenzomn)-4-ruapokcununepuann-4-uia)merun)-1-(4-(S-
metwicynbornmugonn)penun)-1,5-nuruapo-4H-nupasono[3,4-d[mupumunnn-4-ona  5-((1-(4-propbenzonn)-
4-runpokcununepuauH-4-mn)Metun)- 1 -(4-(S-metuncynshorumumonn)hennn)-1,5-muruapo-4H-mmpazono| 3,4-
d]jmapumuana-4-0H (70 MT) pa3aensui Ipy MOMOINX XUPaTbHOU npemapaTuBHoi BOXKX ¢ momyuenuem (5-((1-
(4-dbropbenzonn)-4-Tuapokcurunepuana-4-uin)Mernn)- 1 -(4-(S-metrncynshorumuaonn ) ennn)-1,5-muruapo-
4H-nmupazomno|3,4-djmupumuana-4-ona, sHanTHoMep A (1-997) (23,0 mr, 33%), n sHanTnomepa B (I-998) 5-((1-
(4-bropbenzon)-4-TuapoKkcurunepuana-4-uin)mMetnn)- 1 -(4-(S-metrncynshorumumaonn)hennn)-1,5-muruapo-
4H-nupazono[3,4-d]mupumuaun-4-ona (22.0 mr, 33%). duantnomep A: 'H SIMP (300 MI'n, CD;0D) § 1,30-
1,68 (m, 4H), 3,29 (s, 3H), 3,44-3,53 (m, 3H), 4,09 (s, 2H), 4,22-4,24 (m, 1H), 7,12 (t, J=2.7 'y, 2H), 7,36-7,42
(m, 2H), 8,11 (d, J=7,2 T'u, 2H), 8,22 (s, 1H), 8,29 (s, 1H), 8,49 (d, J=9,0 I'm, 2H). 0B: 'H SIMP (300 MTI,
CD;0D) 6 1,39-1,68 (m, 4H), 3,14 (s, 3H), 3,30-3,45 (m, 3H), 4,08 (s, 2H), 4,21-4,23 (m, 1H), 7,10 (t, J=8.7 I',
2H), 7,36-7,41 (m, 2H), 8,11 (d, J=9,0 I'u, 2H), 8,21 (s, 1H), 8,28 (s, 1H), 8,41 (d, J=8,1 T'u, 2H). XXXMC:
(U3P) m/z 525 [M+H]. **Komonka: Repaired IA, 21,2x150 mm, 5 mxM. monsmxHas dasza A: MTBE/monmwkHas
¢aza B: meranon. I'paguent: ot 20% B no 30% B 3a 24 mun. Jlerextop: 220 u 254 am. RTy: 13,917 mun; RT,:
20,080 muH.

Croco6 AH.

Mpumep 118. 2-(4-(4-(4-((1-(4-Proppennn)-4-oxco-1H-nupazono[3,4-d jnupumunun-5(4H)-mm)metni)-4-
rHApOKcHnuIepuant-1-kapoonw)hennn)- 1 H-mupaszoin-1-wm)aneramun (I-1002)
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Cramus 1. 2-(4-(4-(4-((1-(4-Dropdennn)-4-okco- 1 H-mupazomno[ 3,4-d|mupumu -5 (4H)-wmn)meTwn)-4-
TUAPOKCUTTUIICpUIUH- | -kKapOoHwm)henwnn)- 1 H-nmupa3on- 1 -1ia)ane ToHUTpHIL.

B Tpexropnyro KpyrioJOHHYIO KOJOY BMECTUMOCTBIO 50 MiI, 000pYyZOBaHHYIO MarHUTHOH MEIIAIKOM,
KOHJCHCATOpPOM H TepMmoMeTpoM, 3arpyxkanm 5-((1-(4-(1H-mupazon-4-mr)0eH30w1)-4-THAPOKCHITATIEPUIHH-4 -
wn)MeTn)- 1-(4-dropdennin)- 1 H-nupaszono[3,4-dmupumunna-4(SH)-oH  (HOydeHHBIH COTJIACHO METOJHKE,
ormucaHHOil B cmocobe A, ¢ wucronb3oBanueM TOY comu 1-(4-propdenmn)-5-((4-ruapokcununepuna-4-
win)metwn)- 1 H-mupaszonol3,4-dJmupumnann-4(SH)-ona n 4-(1H-nupason-4-um)6enzoiinoi kucnoter) (100 wr,
0,19 mmonp), N,N-mumerundopmamun (10 mi), 2-6pomaneronutpun (150 mr, 1,25 Mmoins) n kapOoHAT 1e3us
(500 wmr, 1,53 mMons). ITomryuenHnsiif pactBop nepeMemuBany B Tedenre 1 1 npu 120°C. Ilocne oxmaxkaeHus a0
23°C, peakIMoOHHYI0 CMECh TacHii BoaoH (20 MIT), ¥ MMOJIYISHHYIO CMECh dKCTparupoBaiiv dTmiianeraToM (4x20
wit). OObeANHEHHBIE OPTaHMYECKHE CIIOM BBICYIIMBAIN HaJl OC3BOAHBIM CyIb()aToM HATpHs, (GHIBTPOBAIH H
KOHIEHTPUPOBAJIH 101 BakyyMoM. Oca/loK OYMIIAIN MPY MOMOIIHM KOJIOHOYHOHM XpoMaTtorpaduu, aIonpys au-
xyjopMmeranom/mMeTanoiaoMm (50/1-20/1, 06./06.), ¢ momydenuem 2-(4-(4-(4-((1-(4-propdenmn)-4-okco-1H-
nupazono|3,4-dmupumunua-5(4H)-mr)MeTn)-4-ruIpoKCUnunepuanH- | -kapoonni ) perwn)- 1 H-mupazon-1-
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WIT)alleTOHUTPHIIA B BUJIE TBEPOTO skentoro Bemectsa (80 mr, 74%). dKXMC: (UDP) m/z 553 [M+H].

Cramust 2. 2-(4-(4-(4-((1-(4-Propdennn)-4-oxco-1H-nupazono| 3,4-d jnupumuun-5(4H)-mm)metn)-4-
TUAPOKCUTTUIICpUINH- | -kapOoHwMT)denwmn)- 1 H-mupaszon- 1 -mr)anetamu.

B kpyriomonnyio kon0y BMectumocthio 100 mi momemtanu 2-(4-(4-(4-((1-(4-dropdennn)-4-okco-1H-
nupazodno|3,4-d|mupumunua-5(4H)-mn)MeTin)-4-ruapokcununepuant- 1 -kapoonmin ) permn)- 1 H-mupazon- 1 -wmr)
areTorutpua (60 mr, 0,11 mmons), IMCO (20 M), atanon (10 mi), kapboHat kamus (250 mr, 1,81 MMonb) u
nepoxcu Bogopona (5 mut, 30%). Ilomygennstit pacTBop nepememuBany B Tedenne 1 1 npu 23°C. Peakunon-
HYIO CMECh TaCHJIM HACKHIIIEHHBIM BOJAHBIM pacTBOpoM THocyIb(harta HaTpust (20 mi). [IpoayKT sKcTparupoBaiu
stunaneratoMm (4x30 mur). O0benUHEHHBIE OPTAHWYECKHE CIIOW BBICYIIMBAIN Hall OE€3BOMHBIM CyJIh(haToM Ha-
TpusA, QWIBTPOBAIN M KOHIICHTPUPOBAIHM MoJ BakyyMoM. OcaJoK OYMINANHM MpPHU MOMOIIM IPEeTapaTHBHON
BOXX* ¢ mnomyuenuem 1-(4-drop-3-(runpoxcumerm)henun)-5-((4-ruapokcu-1-(4-(MupUMUIHH-2 -HITOK-
cu)6ensomn)munepunH-4-un)merin)- 1 H-mupazono[3,4-dmupumuana-4(5H)-ona (10 Mr, 9%). 'H SIMP (300
MTI'n, AMCO-dg) & 1,30-1,55 (m, 2H), 1,56-1,71 (m, 2H), 3,05-3,30 (m, 2H), 3,38-3,61 (m, 1H), 4,02-4,29 (m,
3H), 4,78 (s, 2H), 5,00 (brs, 1H), 7,29 (s, 1H), 7,32-7,49 (m, 4H), 7,52 (s, 1H), 7,64 (d, J=8,4 I'u, 2H), 7,95 (s,
1H), 8,01-8,11 (m, 2H), 8,19 (s, 1H), 8,36 (s, 1H), 8,37 (s, 1H). XKXMC: (U3P) m/z 571 [M+H]. *Kononka:
XBridge Prep C18 OBD xomonka, 5 MM, 19x150 mMm. Tlogsuxnast daza A: BoaHBINH OWKapOOHAT aMMOHUS
(0,05%)/monBwkHas ¢asza B: aneronutpmin. Ckopocts notoka: 20 mu/mun. I'paguent: ot 15% B no 48% B 3a 10
MmuH. Jlerextop: 220 u 254 HM.

Cmioco6 Al

IMpumep 119. 5-((1-(4-@TopOen30m)-4-TUaAPOKCHTTHTIEPUINH-4-1T)MeThN)- 1 -(4-(2-(1 -MeTHImHIepu IH-
2-un)atun)pennn)- 1 H-mupazono[ 3,4-d Jrmpumuana-4(SH)-on (I-1007)

@ﬂﬁ@f@ Qﬁ %J%Y@maom ﬁ)K@Y@

Br

q OH
F
Cmadua 3 N N/) N
o

NH

1-1007
N~

Cramuss 1. (E)-5-((1-(4-®Topbenzonn)-4-runpokcununepuant-4-mi)merun)- 1 -(4-(2-(mupuaus-2 -1i)Bu-
aun)hennn)- 1 H-mupazono| 3,4-d jrupumuana-4(SH)-oH.

B Tpexropiyro KpyriogoHHy0 K00y BMecTUMOCThI0 100 M1, 000pymoBaHHYIO OAUIOHOM C a30TOM, Mar-
HUTHOW MEIIAIKOW, KOHJCHCATOPOM M TEPMOMETPOM, 3arpyxamu 1-(4-6pomdenwn)-5-([1-[(4-bropdennn)kap-
6onun|-4-runapokcununepuaud-4-wi |metun)- 1 H,4H,5H-tmupazono[ 3,4-d Jrupumuaua-4-os -~ (200 wmr, 0,38
MMOJIb), 2-3TeHmwmmupuauH (210 wmr, 2,00 mmoms), amerat namwtagus (30 wmr, 0,13 mmoms), (£)-2,2'-
ouc(mudpenmndochuno)-1,1'-omnadpranun (30 mr, 0,05 mmons), anerar kamus (113 mr, 1,15 mmonbs) u N,N-
nmumeTuihopmamun (20 mi). [lomydeHnsii pacTBop nepememuBany B TedeHune 10 1 mpu 100°C B macisiHO# Oa-
He n oxyaxaaiau 1o 25°C. Peaknuonnyto cMeck racuian Bogo (40 mur). [IpomyKTt skcTparupoBaim AnxiopMera-
HOM (3x40 mur). OObeMHEHHBIE OPTAaHMYECKHUE CIIOW MPOMBIBAIIU COJIEBBIM pacTBOpoM (20 MiT), BBICYIIMBAIN
HaJl 0e3BOIHBIM CyJb(aToM HaTpus, (GUIBTPOBAIN W KOHIIEHTPHPOBAIHN 0] BakyyMoM. Oca/loK OUYMIIAIH TPH
MIOMOIIY KOJIOHOYHOH XpomMaTorpaduu, amounpys dTuianeTaroM/nerponeitneiM agupom (10:1, 00.:06.), ¢ momy-
yeHHeM TUTYIbHOTO coeauueHus (100 mr, 48%). KKXMC: (MDP) m/z 551 [M+H].

Cramus 2. 5-((1-(4-®PropOenzonn)-4-runpokcununepuant-4-mn)merun)- 1 -(4-(2-(munepuanH-2-mi)aT-
wi)denmn)- 1 H-nmupazono|3,4-d jmupumunua-4(5SH)-oH.

B 6ak peakTopa BBICOKOTO NaBJICHUs, 0OOpPYIOBAaHHBIM MarHUTHOW Mermankol, 3arpyxamm (E)-5-((1-(4-
(hropOeH30mI)-4-THIPOKCHTTHIICPUANH-4-1T)MeTHN)- | -(4-(2-(mupuauH-2-wn)Buann ) pernn)- 1 H-mupazono| 3,4-
djmapumuana-4(SH)-on (ctagus 1, 150 mr, 0,27 mmons), metaHon (20 mn) u okcua miaatuabl (20 mr, 0,05
MMoutb). [TomydeHHBIH pacTBOp HepeMenBad B Tedenune 12 1 B armocdepe Bogoposaa (0,8 MIla) mpu 23°C.
TBepaple BemecTBa yIaIIN MyTeM GUIbTpalud U (GUIBTPAT KOHIICHTPHUPOBAIH O] BaKYyMOM C MOJIYYICHHUEM
tutynsHOTO coeauaenus (120 mr). XKXMC: (MDP) m/z 559 [M+H].

Cramust 3. 5-((1-(4-DropOenzomn)-4-ruipoKcununepuant-4-uwi)mern)- 1 -(4-(2-(1 -metTunnunepuua-2-
wi)atwi)denmn)- 1 H-nmupazonol 3,4-d jmupumunua-4(SH)-oH.

B kpyriononnyto kon0y Bmectumoctsio 100 M1, 000pyJOBaHHYIO MarHMUTHOM MEIIANKOM, 3arpyxaim 5-
((1-(4-¢dpropbenzomn)-4-ruapoKcUnUNepuINH-4-a)MeThI)- 1 -(4-(2-(unepunus-2-un)a1in) pernn)- 1 H-nupaso-
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110[3,4-d[mupumunua-4(SH)-on (ctagus 2, 50 mr, 0,09 mmoins), pactBop dopmansaeruna B Boae (2 mi, 37%),
terparuapodypan (15 mi), unanoboporuapun Harpus (17 mr, 0,3 MMonb) n ykcycHyro kuciory (5 mr, 0,08
MMoIb). PacTBop mepeMemnBany B TeueHHWE 2 4 M KOHIGHTPHUPOBAIM TOJ BakyyMoM. HeouumeHHyio cMech
OYHINANM MPH MOMOIIHM TperapaTuBHoii BOJKX* ¢ momyuennem TuTyIbHOTO coemmuenns (20 mr, 39%). 'H
SAMP (300 MI'u, IMCO-d¢) & 1,26-1,75(m, 11H), 1,80-2,49 (m, 6H), 2,55-2,78 (m, 2H), 2,91-3,33 (m, 4H),
4,06 (s, 2H), 4,07- 4,18 (m, 1H), 5,03 (brs, 1H), 7,24-7,30 (m, 2H), 7,40-7,49 (m, 4H), 7,91-7,94 (d, J=8.4 I'Ly,
2H), 8,34 (s, 2H). XKXMC: (U3P) m/z 573 [M+H]. *Kononka: X Bridge C18, 19x150 mm, 5 mxm. [TonermxHas
¢aza A: Boma (0,05% Ouxapbonat ammonus)/moasmxHas ¢asza B: anerorntpui. CxkopocTs moToka: 20 MII/MHH.
I'paguent: ot 10% B no 80% B 3a 10 mun). Herextop: 220 u 254 uM™.

Croco6 AK.

Ipumep 120. Cun-5-((1-(4-((2-proprmpuarH-3-1i1)aMHHO )ITUKIOTeKCaH- | -kapOOHWIT)-4-THIPOKCHUITHITC-
punuH-4-un)metnn)- 1 -pennn-1,5-quruapo-4H-nupazono[3,4-d mupumuana-4-on, nzomep A (I-1039a); n

antu-5-((1-(4-((2-propnupuaun-3-1iT)aMHHO JIUKIIOT€KCaH- | -kapOOHWIT)-4-THIPOKCUTTHITEpUANH-4-
wn)MeTn)- 1-penun-1,5-qurunpo-4H-mmpazono[ 3,4-d Jnrupumuaun-4-on, nsomep B (I-1039B)

H2

o 7 ﬁ“@pm

@ N3omep A (I-1039a)
M3omep B (I-1039B)

B kpyrimomouHyo koi0y BMecTUMOCThIO 100 M1, 000pymIOBaHHYI0O MarHUTHOW MEIIAJIKOH, 3arpyskainu 5-
((4-runpoxcu- 1 -(4-okconuKIOTeKCaHKapOOHMIT ) TUTIepU U H-4- 1T )MeTH)- | -henw- 1 H-nupazono|[ 3,4-d Jmupum-
nana-4(5H)-on (220 mr, 0,5 MMoinb), auxiaopmeTad (20 mi), 2-proprmupuann-3-amus (70 mr, 0,6 MMOJIB) U TpH-
arneTokcuboporuapun Harpus (300 mr, 1,42 mmons). TlonydeHHyI0 cMech TepeMeInBalid B TeueHue | 9 mpu
23°C. PeakimmoHHyI0 cMech Taci Bojoi (30 MuT) M MPOAYKT DKCTPArUpOBaIN IUXJIOpMeTaHoM (4x20 m).
OObeMHEHHBIE OPTaHUIECKHE CIIOM TIPOMBIBAIIA COJIEBBIM pacTBopoM (30 MiT), BRICYIIMBAIIN HaJ O€3BOJIHBIM
cynbhaToM HaTpusi, GUILTPOBAIN ¥ KOHICHTPUPOBAIH 1O BakyyMoM. Oca/loK OYMIIAIM TIPH ITOMOIIY TIpeTria-
paruBHoit BOXX* ¢ momyuenmem S5-((1-(4-((2-¢proprmpuanH-3-min)aMuHO )IUKIOTeKCaH- 1 -KapOOHwT)-4-Tu-
pokcununepuuH-4-un)metnin)-1-penmn-1,5-muruapo-4H-nupazono[ 3,4-dJnupumuann-4-ona, msomep A (I-
1039a); (12,5 mr, 5%). "H-SIMP (300 MI'y, IMCO-dg) & 1,22-1,78 (m, 10H), 1,90-1,99 (m, 2H), 2,56-2,63 (m,
1H), 2,87-3,01 (m, 1H), 3,17-3,30 (m, 2H), 3,65-3,76 (m, 1H), 4,01-4,16 (m, 3H), 5,02 (brs, 1H), 5,46 (d, J=8.1
I'y, 1H), 7,05-7,09 (m, 1H), 7,13-7,19 (m, 1H), 7,25-7,32 (m, 1H), 7,43 (t, J=7.5 T'u, 1H), 7,59 (t, J=7,8 ', 2H),
8,07 (d, J=8.1 I'y, 2H), 8,37 (s, 1H), 8,38 (s, 1H). XKKXMC: (UDOP) m/z 546 [M+H] u 5-((1-(4-((2-proprmpuann-
3-HJT)aMHHO )IIUKJIOTeKCaH- | -kapOoHWIT)-4-THIPOKCUITHITEPUANH-4-1T)MeThN)- | -pernn-1,5-murunpo-4H-mupa-
30710[3,4-d]mupumuans-4-ona, m3omep B (I-1039b) (30,7 mr, 11%). 'H SAMP (300 MI't, IMCO-d¢) & 1,35-1,88
(m, 12H), 2,67-2,78 (m, 1H), 2,87-3,01 (m, 1H), 3,17-3,30 (m, 1H), 3,48-3,58 (m, 1H), 3,67-3,75 (m, 1H), 3,95-
4,16 (m, 3H), 4,98 (brs, 1H), 5,24 (d, J=5,7 I'n, 1H), 7,06-7,15 (m, 2H), 7,28-7,32 (m, 1H), 7,43 (t, J=7,5 I'ny,
1H), 7,59 (t, J=8,1 I'n, 2H), 8,07 (d, J=7,8 'y, 2H), 8,36 (s, 1H), 8,39 (s, 1H). KXMC: (MIDP) m/z 546 [M+H].
*Kononka: XBridge Prep C18 OBD komonka, 5 MkM, 19x150 mwm. Ilomemxnas ¢aza A: Boma (0,1%
FA)monsmxknas ¢asza B: aneronutpmia. Cxkopocts motoka: 20 mu/mus. ['paguent: ot 18% B nmo 57% 3a 12,5
MmuH. Jletexrop: 220 u 254 HM.

Crmioco6 AL.

Mpumep 121. 1-(3-((3,3-Audroprmknodyrmwn)meroken)penmn)-5-((4-ruapokcu- 1 -(1-MeTrImuKIonponan-
1-xap6onm)nunepuanH-4-un)merun)- 1,5-nuruapo-4H-nmupazono| 3,4-d jnupumunun-4-on (I-1046)

0

B so- -
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B Tpexropiyio KpyriiogoHHYIO KoJIOy BMecTUMOCThI0 100 Mi, 000pyIOBaHHYIO MarHMTHON MEIIaJIKOH,
KOHJICHCATOPOM H TEPMOMETPOM, 3arpykanu S5-([4-ruapokcu-1-[(1-MeTHIIIKIOMPOITHII )Kap OO HUI | TUTICPH THH-
4-un|metun)-1-(3-runpokcudennn)-1H,4H,5SH-mupazomno[3,4-d[mupumunna-4-ou (320 mr, 0,68 mmoinb), N,N-
mumetuihopmamun (10 ), (3,3-mudToprukiodyTun)meruameTancynbponar (197 mr, 0,94 MMois) u kapOo-
HaT Kayms (313 wmr, 2,24 mMons). [TonydeHHyI0 cMech mepememmuBany B Tedenne 16 1 nmpu 120°C B MacisHOR
6ane. [Tocie oxmaxaenus o 25°C, peakiimoOHHYI0 cMech racviii Bojoi (20 mi). [TonydeHHyI0 cMech dKCTparu-
poBayn atunaneratoM (3x30 mi) U 00beIMHEHHBIC OPTAHWYECKHE CIIOW BBICYITUBAIM Haj OC3BOIHBIM CYIb(a-
TOM HATpUs, QUIBTPOBAIH U KOHIICHTPUPOBAIH MO BakyyMoM. OcaloK OYHIIATH IPY MTOMOIIH IPEIapaTHBHON
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BOXX* ¢ momydenneM THTYIbHOTO coemuuenns (13 mr, 4%).'H-SIMP (400 MI'y, JIMCO-de) & 0,49-0,51 (m,
2H), 0,74-0,77 (m, 2H), 1,19 (s, 3H), 1,39-1,42 (m, 2H), 1,50-1,55 (m, 2H), 2,44-2,47 (m, 1H), 2,55-2,79 (m,
4H), 3,05-3,20 (m, 2H), 3,94-3,98 (m, 2H), 4,03 (s, 2H), 4,10 (d, J=6.4 T'u, 2H), 4,94 (brs, 1H), 6,98 (dd, J=1,6,
6.8 T'm, 1H), 7,47 (t, J=8.0 I'u, 1H), 7,65-7,69 (m, 2H), 8,34 (s, 1H), 8,35 (s, 1H). XKXMC: (UDP) m/z 528
[M+H]. *Konouka: XBridge Prep C18 OBD xomnorka, 100A, 19x250 mm, 5 mxm. [oxgsmxknas daza A: 0,05%
BOJIHBIA OMKapOoHAT aMMOHUS/TOABIDKHAS ¢a3a B: anerornutpmin. ['pagment: ot 30% B no 41% B 3a 8 mun.
Ckopoctb motoka: 20 ma/muH. [etextop: 254 u 220 HM.

Croco6 AM.

Ipumep 122. ((1-(ITuxiompomankapOOHWT)-4-rHAPOKCUTHIEPUANH-4-1)MeTwN)- 1-(4-(6-(3-ruapokcu-
MUPPONUANH- | - tpuuH-3 -1 dperwn)- | H-mupazono[ 3,4-dmupumunua-4(5SH)-on (I-770)

No /
-B
[0 2N

OH

B xpyrinogonnyio koiby BMectTuMocThio 100 My, 00opymoBaHHYIO OAJUIOHOM C a30TOM, MarHUTHOH Me-
MAJTKOH, KOHACHCATOPOM H TEPMOMETPOM, 3arpyxaiu 1-(5-0poMImpuanH-2-1i)IApPOTHInH-3-01 (TPOMEXKY-
TouHOEe coemuHeHue 2-7b, 85 wmr, 0,35 mmoub), 5-((1-(umxonponaHkapOOHIIT)-4-THIPOKCHITHITCPHINH-4-
nn)mernn)-1-(4-(4,4,5,5-retpamerni-1,3,2-muokcabopomnan-2-un)permn)- 1 H-mupazono[ 3,4-d |mupumuus-
4(5H)-on (mpomexxytouHnoe coemunenue 2-149, 200 mr, 0,39 mmoins), AM®PA (30 M), Boay (3 mi), kapOoHAT
Hatpust (112 mr, 1,06 mmons) u [1,1'-6uc(audenmndocduno)deppoueH|muxnopnamtaguii(Il) (12 mr, 0,02
mmonb). [Tomyuennsiit pactBop nepememmBany B TedeHue 5 9 mpu 100°C B macisiHo#t 6ane. [locie oxnmakaeHus
10 23°C, peakMOHHYIO cMech racuin no6asiaenueM Bojpl (60 mu). IlomydeHHyI0 cMech SKCTparupoBaiy au-
xyopMmeTaHoM (5x40 mir). OpraHudeckre CJION 0ObEIUHSUTH, BRICYIIMBAIN HAZl 0€3BOTHBIM CyIh(aTOM HATpPHS,
(UIBTPOBAIM M KOHLIEHTPHPOBAIH 1OJ BaKyyMoM. OcaloK JOMOJHUTENBFHO OYMINAIH NPU TIOMOIIM Ipernapa-
tuBHOM BOXKX* ¢ momyuenmem 5-((1-(uuxiionponankapOoHu)-4-THIPOKCHITUITEpUANH-4-T)MeTH)- 1 -(4-(6-
(3-rumpoxcunuppoauanH- 1 -un)mupuana-3-un)pennn)- | H-nmupazono[ 3,4-d Jrupumuaua-4(SH)-ona (44 wr,
37%) B BHJIE CBETIIO-XKEITOro TBepuoro Bemtectsa. JKXMC: (ES) m/z 556 [M+H]. 'H-SIMP (400 MI'n, JMCO-
de) 6 0,63-0,74 (m, 4H), 1,33-1,64 (m, 4H), 1,86-2,10 (m, 3H), 2,92-2,99 (m, 1H), 3,30-3,42 (m, 2H), 3,43-3,55
(m, 3H), 3,91-4,23 (m, 4H), 4,35-4,39 (m, 1H), 4,97 (brs, 2H), 6,54 (d, J=8,8 I', 1H), 7,79 (d, J=8,8 I', 2H),
7,88 (dd, J=2,8, 8,8 I';, 1H), 8,08 (d, J=8,8 I'u, 2H), 8,36 (s, 1H), 8,37 (s, 1H), 8,49 (s, 1H). *Kononka: XBridge
Prep C18 5 mxm OBD 19x150 mm. ITonBmxkHas daza A: 0,05% Boxublid OnkapOoHAT aMMOHMS)/TIOABMKHAsS (a-
3a B: ameronutpmin. I'paguent: ot 30% B mo 80% B 3a 20 mun. Cxopocts motoka: 20 mur/muH. Jletextop: YO
254/220 aMm.

Croco6 N.

Mpumep  123.  (R)-5-((1-(4-Propbenzonn)-4-rugpoxcununepuant-4-mi)MeTwn)- 1 -(4-(okrarugpo-2H-
mupuo[ 1,2-a]nupasun-2-mn)pennn)-1,5-auruapo-4H-mupaszono[ 3,4-dmupumuani-4-on (1-484)

0 OH

OH
N N
N | J mp N— N

o)

Br H i?
N 1-484

B peakironnsiii ¢uakoH 3arpyxanu 1-(4-6pomdennn)-5-((1-(4-propbenzomn)-4-ruapoKkcununepuIna-4-
wn)MeTn)-1,5-murunpo-4H-nupazosno| 3,4-dJmupumuaun-4-on (15,8 wmr), u (R)-okrarmapo-2H-mupuno[1,2-
ajmupasuH. PeaknuoHHBI (QuakoH mpombIBaiM a3otoM, u BBogw JM®PA, wmerancynasdonaro(2-
TuIKIorekcuiadpochuro-2',6'-mu-m3onponokcu- 1, 1'-ondennn)(2'-merunamuno- 1, 1'-6nd eHnn-2-wmn)naia-
nui(1T). dmakon 3anedarsiBanmy 1 HarpeBanu npu 120°C B TedeHne 8 4. PeakmoHHyI0 cMeCh KOHIIECHTPHUPOBA-
71, pa3daBisIM cojieBbIM pacTBopoM (500 MKi) M 3KcTparupoBany dTHiIaneraToM (2x500 miim). Ouncrka npu
nomonti BOXKX (coco6 6) mo3Bosisiiia moayduTh TUTYIbHOE coeauaenne. JKXMC: (ES) m/z 586 [M+H].
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Ouncrka.

ITpumep 124. XupanbHas 1 JuacTepeoMepHas OUUCTKA U pa3JelicHHE.

R- 1 S-»HaHTHOMEPHI palleMUYEeCKUX COCIMHEHHN M IuacTepeoMepsl (BKIIOUYas IMC- M TPAHC-) COeAHUHE-
HUH pasnensu aubo npu noMomw xupanbHoit SFC nnn xupansaoit BOXX, nmubo npemapatusHoit BOXX wmu
SFC ¢ nucronb30BaHAEeM Pa3IMYHBIX KOJOHOK, TakuX kak XBridge Shield RP18 OBD, (CHIRALCEL OJ, CHI-
RALCEL OD, ChiralPAK AD, (R,R)-WHELK-O1-Kromasil, ChiralPAK IA, ChiralPAK IC, ChiralPAK ID,
Lux Cellulose-4, SHIMADZU-SPD-20A, Phenomenex Lux, Cellulose-4, Amchemteq ACl Am-1 ¢ paznuaabIMH
mapaMeTpamMy U THaMETPOM.

Kononku smonpoBany npymst moasmkHeIME (dazamu (pasza A u ¢aza B) ¢ rpaguentom ot 0 mo 100% mis
obenx a3. Hekoropble mpumepbl Mcnons30BaHHbIX (a3, 6e3 orpannuenns: 0,1% muatunamua 8 MeOH, Bone
(0,05% TDVY), MeCN, rekcane (0,1% mudTrnaMus win auusonpornwiamun), MeOH, muxmopmerane, u3omnpona-
Hone, stanone, MTBE, 0,2% wuzonponanon B EtOH, 0,1% uzomnponanon B rexcane, 0,1% BOIHBIN AUITUIAMUH,
0,1% nm 0,2% 2,6-An3TUIIaHWIMH B TPET-OyTHIIMeTHIIOBOM 3¢up. [Tukn nerextrposamm npu 220 n 254 HM.

Buoxumuueckue aHaIU3bL.

IIpumep 125. Anamu3 A USP7 (ananmu3 YoutkBuna-Pomamuna 110).

Kaxxp1ii aHamm3 MpoBOIWIIM B KOHETHOM 00beMe 15 MK B aHanuTHdeckoMm Oydepe, comepxkamiem 20 MM
Tris-HCI (pH 8,0, (1M Tris-HCI, pactBop ¢ pH 8,0; Corning 46-031-CM)), 1 MM GSH (¢ moHMXEHHBIM COJIEP-
kaaueM L-riryrationa; Sigma #G4251), 0,03% BGG (0,22 mxwM, otdunsTpoBanHEH, Sigma, #G7516-25G) n
0,01% Triton X-100 (Sigma, #T9284-10L). HanomuTtpoBsle kKonmdecTBa 8-TodeyHoro wmin 10-todeynoro 3-
kpatHoro pazBeaenus B JIMCO mpenBapuTelbHO pacnpeAesin B aHanmuTudeckue mianmeTs! (Perkin Elmer,
ProxiPlate-384 F Plus, #6008269) 11t KOHEYHOTO TECTUPOBAHUS B IHana3oHe KOHIEHTpauuii ot 25 Mkm 1o 11
HM Wik oT 25 MkM 10 1,3 HM cooTBercTBeHHO. KoHeuHnast konnentpanus dpepmenta (USP7, xonctpykr USP7
(208-1102) 6*His, Viva Biotech) B ananmse coctaBisiza 62,5 mM. Koneunas xonneHtpanums cyocrpara (Ub-
Rh110; Youksurua-Pogamun 110, R&D Systems #U-555) cocraBisina 25 um ¢ [Ub-Rh110] <<Km. 5 mxx 2-
KpaTHOTO (hepMeHTa A00aBISIIN B aHAJIMTUYECKHE TUIAHIIETH! (C MPEABAPUTEILHO HAHECEHHBIM COCANHEHUEM),
npenBapuTenbHO HHKyOupoBanubie ¢ USP7 B Teuenne 30 MuH, TIOCJIe Yero B aHAUIMTHIECKUE TUTAHIIIETHI J00aB-
nsma S5 Mka 2 X Ub-Rh110. Tlnanmersl HHKyOHUpOBail B BUIE CTOMOK B TeueHUe 20 MUH NP KOMHATHOH TEM-
neparype, 1mocjie 9ero J00aBJIsTd 5 MKJI CTOT-pacTBopa (KOHeUHas KOHIEHTparus -10 MM ITUMOHHON KUCIIOTHI
B aHajuTHueckoM Oydepe (Sigma, #251275-500G)). dayopecueHIINIO0 CYUTHIBaIN Ha mpubope Envision (Bo3-
Oyxnenne npu 485 HM 1 smuccus pu 535 uM; Perkin Elmer) nmm npudope PheraSTAR (Bo30yxknenue npu 485
HM ¥ oMuccus ipu 535 am; BMG Labtech).

IMpumep 126. Anannz USP7 B (ananu3 Youksuruna-Pogamuna 110) Kaxaslit ananus npoBoIuiIn B Ko-
HeyHoM o0beme 20 MK B aHauTHYeckoM Oydepe, conepxariem 20 MM Tris-HCI (pH 8,0, (1M Tris-HCI, pac-
tBop ¢ pH 8,0, Corning 46-031-CM)), 2 MM CaCl, (1M pactBop xnopuna kanenus; Sigma #21114) 1 MM GSH
(L-rmytaTioH, BoccTaHOBICHHEIN; Sigma #G4251), 0,01% Prionex (0,22 mxM, ¢uiprpoBanHbIi, Sigma #G-
0411) u 0,01% Triton X-100. Maro4nsie pacTBops! coenuHeHuid xpanumu mpu -20°C B Bune 10 MM B IMCO. B
nepros a0 1 Mecsa 10 Havyaja aHaiu3a, 2 MM TeCTUPYEMBIX COCAMHEHUH NPeIBapUTENILHO paclpeeisuii B
aHAIMTUYECKUE TUIAHIIETHI (d4epHble, Majoro oobeMma; Corning #3820) u 3amopakuBanu npu -20°C. AHanuTH-
YEeCKHE IUIAHIIETH C TIPEABAPUTEIHHO HAHECEHHBIMH COSINMHEHUSAMH OCTABJIUTH ISl HATPEBAHUSA IO KOMHATHOM
TEeMITepaTyphl B neHb aHanu3a. J{inst ckpuanraTra 100 HI 2 MM npeaBapuTeIbHO pacpeaciisiii B KOHSUHON CKPH-
HuHropoi koHuenTpanuu 10 MkM (AMCO4,=0,5%). [Insa nocneayomux ucciaeqopanuii 250 v 8-toueunoro 3-
KpaTHOTO cepuitHoro pasbasieHus B IMCO mnpenBapuTenbHO paclpeAessuld B aHAIWTHYECKHE IIIAHIIECTHI C
KOHEUHOH TecTupyeMol koHueHTpanuei 25 MkM - 11 HM (1,25% koneunoit konnentpauuu IMCO). Ecnu He
yKa3aHO WHOE, BCE MOCJICAYIONINE aHAIN3bl OCYLIECTBIISUIN B TPEX MOBTOPHOCTSX IUIAHIIETOB. Bpems KOHIEH-
Tpamu u nHKyOanmn gepmenta (USP7, konctpykt Met (208-1102)- TEV- 6*His; Viva Q93009-1) ontumuzu-
pOBaN 10 MaKCUMAJILHOTO OTHOILICHUS CUTHAII/(DOH TIPH MOICPKAHUH NCXOIHBIX YCIOBHI CKOPOCTH IIPU (HK-
CHPOBAaHHOW KOHIEHTpauuu cyoctpara. Koneunast KoHIeHTpalms epMeHTa B aHaJIM3e cocTaBisuia 75 nM uinu
250 nM. Koneunas xouuentpaumsi cybcrpara (Ub-Rh110; VYouxsurun-Pogamun 110, R&D Systems
(biotechne)#U-555) coctaBmsna 25 am ¢ [Ub-Rh110]<<Km. [TnanmeTs ¢ nMpeaBapuTeIbHO HAHECEHHBIMHU CO-
eIMHEHUSMH JTNOO HE IMOABEPTralId MPEeABAPUTEIbHON WHKyOanmu, nrubo mHKkyouposanu ¢ USP7 ot 30 mo 120
MuHyT niepea nodasnerrem 10 mxi 2 X Ub-Rh110 B mmanmers! ¢ coequHeHUsAMHA. [[MaHIeThl HHKYOHPOBAIH B
BUJI€ CTOIOK B TedeHue 23 win 45 MUH IpH KOMHATHOHM TeMmepaType, TOCie Yero MPOU3BOIIIN CUNTHIBAHHE
(dayopecuenny Ha npudope Envision (Bo30yxaenue npu 485 M u smuccus npu 535 am; Perkin Elmer) wn
npubope PheraSTAR (Bo3Oyxnenue nmpu 485 um u amuccus nipu 535 am; BMG Labtech).

Jannble anannzoB USP7 A u B mpuBogwinu B Bujae NMpOIEHTa MHTMOMPOBAaHUS (MHT.) TIO CPAaBHEHUIO C
KOHTPOJIbHBIMU JIyHKaMH Ha OCHOBaHMH CJIEYIOIIETO YPaBHECHHS:

% I/IHI‘.:l-((CD.Hy Cpeﬂ}ml)/(Cpeﬂmc.'cpeﬂ}lm.))a

rae ®JIV - usmepennas dayopecnenius (cM. Tadn. 6-10); Cpelyy, - cpeass GIyopeclueHI s sk KOH-
Tpoist 6e3 pepmenta (n=16); Cpellyy.. - cpenuss ¢uryopecueHuus it Koutpoist ¢ JJMCO (n=16). 3nauenus 1Cs
OTIPEICIISIIN ITyTeM 00pabOTKM KPHBBIX MO CTAaHIAPTHOMY 4-apaMEeTPUYECKOMY JIOTHCTHYECKOMY alTOpUTMY
moxbopa KPUBOM, BKIIOUYEHHOMY B TakeT MporpammHoro obecredeHust Activity Base: IDBS XE Designer
Model205. [Tannapie 0O6pabaThiBaK C UCTIOIB30BaHUEM anroputMa JleBenOepra-Mapksapara. annsie 1Csy u3
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ananmnzoB USP7 A-B mist coennHeHnit corilacHO N300peTEHUIO MOTYT OBITH OOHapY>KEHbI B TaOJINIIE HHXKE.
Tabmuna 37. USP7-akTHBHOCTH coeiMHEHNIT corylacHo n3obperenuio B anannie USP7 A u B

Ne
CoeImHeHMN Crioco6 XI)S;I(; [;1:/_13?) ynzgizir/m USP7_IC50
n: BOXX/MuH .

I-1024 AK 564 1,4734 ++++
I-1023 AK 564 1,3952 ++++
I-1047 AL 542 1,4897 ++++
I-1046 AL 542 1,4357 +++
I-1016 A 562 0,9501 +++
I-1022 A 562 1,1794 +++
I-1015 A 562 1,3548 +++
I-1037 A 584 1,5436 ++

I-1036 A 584 1,5542 ++++
I-1018 A 602 1,2874 ++++
I-1035 A 518 0,7317 +++
I-1034 A 518 0,7343 ++

I-1033 A 536 0,9366 ++

I-1032 A 536 0,9096 +++
I-1031 A 518 0,7292 +++
I-1030 A 518 0,7317 +++
I-1014 A, I 572 1,4575 +++
I-1021 A, 548 1,2992 +++
I-1038 A, 546 1,2334 ++++
I-1042 A 492 1,3042 +++
I-1020 A 559 1,3817 +++
I-1019 A 559 1,4217 +++
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I-1039 AK 546 1,2834 +++
I-103% AK 546 1,3467 ++4++
I-1041 AK 548 0,89 +++
I-1040 AK 548 0,8933 ++
I-1017 A 547 1,3283 +++
I-1112 A 520 1,375 ++
I-926 A 554 1,2733 +++
I-925 A 554 1,175 ++
I-1212 A 548 1,1083 +++
I-1113 A 548 1,2783 ++++
I-794 A 549 1,1617 +++
I-1114 A 549 1,1833 ++
I-1167 A 550 1,455 ++
I-1166 A 550 1,46 ++++
I-807 AK 550 1,2017 ++
I-806 AK 550 1,2333 +++
I-1067 A 549 1,1933 +++
I-791 A 597 1,5683 +++
I-790 A 597 1,5683 ++++
I-785 A 597 1,535 +++
I-784 A 597 1,5333 ++++
I-765 AK 549 0,845 ++
I-1075 AW 537 1,0933 ++
I-1124 A 546 1,2917 ++++
I-766 AK 549 0,9167 +++
I-1116 AA 536 1,3033 +++
I-815 AR 536 1,2967 +++
I-924 AW 537 0,9783 ++
I-1029 A 498 1,2117 ++
I-1028 A 498 1,2083 ++4+4+
I-1445 N 509 1,1583 +++
I-1561 N 509 1,2233 ++++
I-1570 N 547 1,2283 +++
I-1732 N 547 1,2833 +++
I1-764 AK 549 0,91 +++
I-763 AK 549 0,8283 ++
I-748 A 548 1,166 +++
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I-747 A 548 1,2083 ++

I-1728 N 527 1,3143 +++
I-1675 N 527 1,3433 ++++
I-1674 N 521 1,0417 +++
I-1676 N 521 1,0933 ++++
I-1677 N 479 0,8767 +++
I-1678 N 479 0,9232 +++
I-1679 N 481 1,1433 +++
I-1680 N 481 1,1867 ++4+
I-1636 N 548 0,6033 +++
I-1637 N 548 0,6317 +++
I-742 A 547 1,4783 +++
I-741 A 547 1,4867 +4+++
I-789 A 601 1,2383 ++++
I-788 A 601 1,2367 ++

I-1126 A 533 1,2874 ++++
I-1125 A 533 1,2883 +++
I-1638 N 534 0,6067 ++++
I-1639 N 520 0,5883 ++++
I-1640 N 520 0,5883 ++++
I-1641 N 506 0,565 ++++
I-1642 N 547 0,8717 +++
I-1643 N 505 1,025 +++
I-1644 N 532 0,06467 ++++
I-1645 N 534 0,6383 ++++
I-1646 N 520 00,6183 +4+++
I-1689 N 520 0,6167 ++4++
I-1690 N 506 0,595 ++++
I-1691 N 547 0,96 +++
I-1692 N 505 1,07 ++++
I-1693 N 556 0,695 +++
I-1694 N 556 0,7217 ++++
I-1079 A 477 1,065 +++
I-1078 A 451 0,977 +++
I-1077 A 452 1,0183 +++
I-744 A 547 1,4367 +++
I-743 A 547 1,4433 ++
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I-793 A 595 0,6433 ++++
I-792 A 595 0,6417 +++
I-746 A 561 1,4517 ++
I-745 A 561 1,4333 ++
I-740 A 565 1,5083 +++
I-739 A 565 1,5167 ++++
I-738 A 565 1,4733 +++
I-737 A 565 1,4783 ++++
I-752 A 547 0,74 ++++
I-751 A 547 0,8433 ++
I-1695 A 453 0,9433 ++++
I-1696 A 453 0,9433 +
I-736 A 530 1,27 +
I-735 A 530 1,27 ++
I-734 A 550, 552 1,3733 +
I-733 A 550, 552 1,3683 +++
I-732 A 550, 552 1,3667 ++
I-731 A 550, 552 1,3683 ++++
I-728 H, W, A 534 1,1683 +++
I-727 H, W, A 534 1,2383 +++
I-1697 A 454 0,8917 ++++
I-1698 A 454 0,8917 +
I-1700 N 548 0,62 +++
I-1701 N 548 0,5933 +++
I-1702 N 546 0,9517 +++
I-1747 N 546 0,9117 +++
I-1748 N 546 0,9533 +++
I-1749 N 546 0,9117 +++
I-1750 N 550 0,6283 +++
I-1751 N 516 1,155 +++
I-1752 N 516 1,1083 +++
I-797 A 530 1,37 ++
I-796 A 530 1,37 ++++
I-786 N 541 1,3067 +4++
I-760 Y 517 1,4762 ++
I-759 Y 517 1,4767 ++
I-768 AK 545 1,1033 ++++
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I-767 AK 545 0,935 +++
I-758 A 550 1,16 +++
I-757 A 550 1,17 +++
I-855 AK, K, Monuep 567 0,5967 S
2,A

I-1133 AA 528 1,4 ++++
I-770 21?2??‘?2]% 581 1,39 R
I-1072 A,AK 509 0,7342 ++

I-769 A, AK 509 0,685 +++
I-756 A 551 1,355 +++
I-755 A 551 1,335 +++
I-853 A,Jd 559 1,03 +++
I1-852 A,Jd 559 0,9383 ++++
I-1163 A 556 1,325 ++

I-1162 A 556 1,3233 ++++
I-1753 A 454 0,8983 +++
I-1754 AE 492 1,2583 +++
I-1710 AE 488 1,185 +++
I-1711 A, AE 504 1,0683 ++

I-799 A 475 1,2167 +++
I-981 A,S,AA 563 1,36 ++++
I-1508 A,S,AA 559 1,6483 +++
I-771 A 510 1,1817 +++
1-846 A 489 1,3952 +++
I-783 A 535 1,2334 +++
I-1135 A, S, AA 537 1,2717 ++++
I-772 A 468 1,1308 +++
I-762 Afi, lpymiep 507 1,058 4

2,D

I-725 A 506 1,058 ++

I-761 D 493 0,6767 ++++
I-798 A 500 1,2603 +++
I-754 A 550 1,2 +++
I-753 A 550 1,2175 +++
I-750 A 547 0,8817 +++
I-749 A 547 0,8417 ++++
I-1025 A 556 1,3278 +++
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I-1716 N 533 0,9467 ++++
I-1717 AE 556 1,5436 ++++
I-1043 AE 542 1,4357 +++
I-1045 AE 508 1,3548 ++++
I-724 A 492 0,95 +++
I-1136 A,S,AA 523 1,245 ++++
I-1118 A,S,AA 508 1,1333 ++++
I-923 AA 552 1,14 ++

I-835 A 598 1,08 ++++
I-847 A 516 1,5075 +++
I-726 A 478 1,085 +++
I-1137 A,S,AA 524 1,4842 ++++
I-1119 S, AA 510 1,3792 ++++
I-840 A 562 0,9906 ++

I-839 A 562 0,99006 ++++
I-838 A 562 0,9906 ++

I-837 A 562 0,9906 ++4++
I-836 A 598 1,0825 ++

I-834 A 598 1,085 ++

I-833 A 598 1,745 ++4++
I-1718 N 581 1,4917 ++++
I-490 N 567 1,375 +++
I-1719 H 572 1,1983 ++++
I-1720 H 528 1,2733 ++++
I-1721 H 538 1,3267 ++++
I-1722 H 558 1,0933 ++++
I-1723 H 514 1,1617 +++
I-489 H 524 1,22 +++
I-781 A 474 1,1242 +++
I-782 A 488 1,2358 ++++
I-780 AE, Tprep 527 1,1242 SR

2,A

I-778 N, Ilpymep 2,A 547 00,6264 ++++
I-777 N, [lpumep 2,A 547 0,6264 +4+++
I-822 A 582 0,9333 +++
I-821 A 582 0,9232 ++

I-818 AE 559 0,6399 ++++
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1-975 N’fﬁ”i;ep 559 0,6128 T
I-712 H 530 1,1367 ++
I-1117 A,S,AA 543 1,4583 +++
I-1134 A,S,AA 569 1,3548 +++
I-776 H 541 1,031 ++++
I-775 H,IpuMmep 2, T 488 1,031 +4++
I-795 A,W,J 572 0,8675 ++
I-922 Y 552 1,3325 ++
I-1052 A 562 0,9892 +++
I-819 AR 546 1,0392 +++
I-817 A,S,AA 595 1,4492 ++++
I-1110 A 559 1,4357 ++++
I-987 U 528 0,6938 ++
I-988 U 528 0,68 ++
I-820 AE 570 1,2064 +++
I-976 AE 571 1,19 ++
I-1681 N 572 0,74 ++
I-1682 N 572 0,73 ++
I-1683 N 586 0,76 ++
I-553 A 584 1,1792 +++
I-1096 A 577 0,84 ++
I-672 R 571 1,1255 +++
I-1089 A 546 1,2675 +++
I-1684 AE 557 0,9092 ++++
I-1685 AR 595 1,4342 +4+++
I-1686 AE 561 1,3548 ++++
I-779 A 541 1,2317 ++++
I-1687 AR 531 0,8133 ++++
I-1688 AE 569 1,34 ++++
I-1733 AE 535 1,2575 ++++
I1-488 AR 515 1,1255 +4+++
I-1734 AE 544 1,0175 +++
I-1735 N 572 0,7333 ++
I-487 N 572 0,7343 ++
I-921 A 532 1,02 ++
I-557 A 529 1,39 +4++
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I-1164 A 543 1,39 ++++
I-1161 A 542 1,24 ++++
I-687 L, AM 556 0,63 +++
I1-686 L, AM 556 0,63 +++
I-685 N’H’EEMMQP 569 0,5 ot
1-684 N, 8, Iprvep 569 0,5 ot
2a
I-977 AE,R 520 0,92 ++
I-985 N 538 0,77 +++
I-920 I, A 564 0,8 ++
I-1736 H 510 1,2033 +++
I-1737 H 539 1,3526 ++
I-1738 H 511 1,1567 ++
I-1739 N 533 0,7283 ++
I-1740 N 601 0,9486 +++
I-1741 N 547 0,785 +++
I-699 N 580 1,32 +++
I-551 T 570 1,2 +++
I-543 A 534 1,32 +++
I-542 A 534 1,32 ++++
I-1092 A 494 0,82 ++
I-673 AE 529 1,08 ++
I-983 H 528 0,69 ++
I-984 H 542 0,69 ++
I-919 A 531 1,11 ++
I-552 A 569 0,99 +++
I-549 A 520 1,21 ++
I-548 A 521 1,1933 ++
I-832 A, Ilpumep 2,A 561 0,48 ++++
I-561 A 545 1,53 +++
I-560 A 545 1,54 +++
I-559 A 563 1,51 ++
I-558 A 545 1,53 +++
I-845 N, H, llpnmep 569 0,5 e+
2a
I-1093 A 494 1,31 ++
I-1091 A 496 1,33 ++
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I-696 A,S,AA 550 1,49 +++
I-692 A,S,AA, 533 0,66 ++++
I-1101 H 558 0,83 ++

I-1090 A 531 1,23 +++
I-1744 H 646 1,14 +++
I-1745 H 618 1,18 +++
I-1746 H 554 1,29 +++
I-1614 H 598 1,21 ++4+
I-1615 H 570 1,14 ++4+
I-1616 H 586 1,18 +++
I-1617 H 586 1,14 +++
I-1095 A 494 1,2333 +++
I-556 A 480 1,17 ++

I-693 A, S,AA 580 1,31 +++
I-1099 H 558 0,83 ++

I-1087 A 532 1,27 +++
I-1621 A 614 0,08 ++4++
I-1622 A 560 0,56 ++++
I-1755 N 503 1,11 ++

I-1756 0] 548 1,26 +4+
I-486 P 499 0,71 ++

I-612 A, AE 544 1,06 ++

I-613 AF,W,T,R 543 0,71 ++

I-550 A 556 1,18 +4++
I-546 A 548 1,3283 +++
I-545 A 547 1,24 +++
I-544 A 547 1,24 ++

I-918 A 534 1,3 +

I-1159 A 534 1, ++++
I-660 A, llpumep 2,B 553 1,38 +++
I-850 A 492 1,15 ++4+
I-849 A 478 1,13 ++++
I-1010 A 508 0,6 ++

I-629 A 501 1,33 ++++
I-816 S,AA, R, AK 563 0,65 ++++
I-1088 A 530 0,81 +++
I-697 D,AA 586 0,91 +
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I-646 A 574 1,52 ++
I-645 A 574 1,52 +++
I-1006 A, H, R 558 1,07 ++
I-1002 A, H, AH 571 1,02 ++
I-1001 A 569 0,72 ++
I-1000 A 569 0,72 ++
I-611 A 555 0,71 ++
I-917 A 515 1,34 ++
I-1160 A 597 1,21 +++
I-831 A, llpuMep 2,A 561 0,52 ++++
I-1009 A 490 0,59 ++
I-830 A 596 0,04 ++4+
I-829 A 597 0,635 ++4++
I-915 A 538 0,96 ++
I-1140 A 493 1,4 +++
I-1086 A 548 1,22 ++
I-547 A 542 1,23 ++
I-610 Y 548 1,33 ++
I-827 A 596 0,6 ++
I-826 A 597 0,0117 ++++
I-825 A 596 0,01 ++++
I-1132 A 532 1,33 +++
I-1131 A 532 1,33 ++
I-604 A 558 0,72 ++
I-1005 A, Ilpumep 2 544 0,71 ++
I-643 A 582 1,36 +++
I-555 A 524 1,04 +++
I-1764 H 524 1,29 ++
I-1768 H 510 0,65 +++
I-1725 H 485 0,79 ++
I-1726 H 485 0,92 +++
I-554 A 497 1,33 ++
I-1085 A 553 0,76 ++
I-1108 A 511 1,27 +
I-912 A 534 1,27 ++
I-913 A 534 1,27 ++
I-1727 N 526 0,66 ++
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I-1729 N 580 0,77 ++
I-562 MW, A 544 1,22 ++
I-563 AR, T 545 1,35 ++
I-1673 H 516 1 ++
I-1672 H 528 1,15 T+
I-603 A, R 528 1,16 ++++
I-1178 N 570 1 ++
I-1176 N 584 1 ++
I-1170 N 569 0,71 .
I-1168 N 547 1,14 .
I-1657 N 493 0,98 ++
I-1434 N 533 1,07 ++
I-1655 N 479 0,9 ++
I-1654 N 569 1,05 ot
I-1632 N 442 1,29 +
I-541 A 528 1,29 ot
1-1003 A,R,B 495 1,01 ++
1-680 H,S,J 569 0,87 4t
I-679 H,S,J 569 0,87 ++++
I-484 N 586 0,88 ++++
I-720 A 496 1,18 I
I-1625 A 401 1,14 +

I-1623 AE 528 1,31 ++
I-690 N'AM’gpMMep 568 0,88 T
I-689 N'H’EEMMGP 568 0,76 T
I-842 H'AA’gp”Mep 555 0,85 S
I-841 H’AA'gpMMep 555 0,85 it
I-856 AH,S, I 557 0,94 rt
1-972 K’;?zfﬁ?p 525 1,3 ++
1-971 Kgiii%?p 525 1,29 T
I-719 A 544 1,2 o+
I-605 A’H’§:£§MMGP 545 0,89 +

I-911 T 530 1,09 ++
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I-536 A 522 1,21 ++
I-678 H,AA 569 0,87 +++
1-675 H’M’gprep 555 0,85 -
I-601 W, T,AK 561 0,88 +
I-1667 0 494 1,05 ++
I-1666 AE 497 1,26 +
I-537 L,W, T 564 0,89 ++
I-1129 A 531 1,4 ++
1-688 N’AM’gp”Mep 568 0,88 -
I-701 N 526 0,75 ++
I-633 N 525 1,3 +4
I-691 H, IpmMmep 2a 541 0,8 ++
I-698 L, H, IpumMmep 2 554 0,95 +++
I-1659 A 537 1,44 +++
I-482 AD 469 1,3 +
I-1584 N 532 0,71 +++
I-535 A 514 1,21 +++
I-1128 A 531 1,22 +++
I-970 N 546 0,8 ++
I-638 N 511 1,05 +++
I-637 N 511 1,05 +++
I-528 A 560 1,27 ++
I-527 A 560 1,27 ++
I-634 N 546 0,81 ++
I-533 A 561 0,9 ++
I-657 A, lIpuMmep 2,B 539 1,29 ++4
I-636 N 511 1,05 +++
I-529 AK,A 531 0,88 ++
I-1127 AK, A 547 1,03 ++
I-843 H,R,Ipumep 2 477 0,69 +++
I-526 A 560 1,27 ++
I-580 A,llpumep 2,B 495 1,01 ++4+
I-713 K, Ipumep 10 504 1,07 ++
I-525 A 523 0,98 +
I-524 A 523 0,99 ++
I-1142 A, AA, [IpuMep 529 0,94 ++
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2,AK
I-1007 AT 573 0,92 ++
I-1576 AD 534 0,98 ++
I-1437 A 529 1,36 ++
I-1526 AE 531 1,34 ++
I-508 N, IlpuMmep 2a 549 0,69 +++
I-523 A 523 0,98 +
I-522 A 520 1,22 +
I-521 A 520 1,22 +
I-520 A 520 ;2 +
I-519 A 520 ;2 +
I-998 AG 525 0,88 ++
I-997 AG 525 0,88 ++
I-1544 N 494 1,4 ++
I-1543 N 523 0,68 +++
I-654 A 556 1,41 +
I-653 A 556 1,41 +++
I-652 A 556 1,41 +++
I-518 A 516 1,16 ++4++
I-517 A 516 1,16 ++
I-1061 A 512 1,22 ++
I-1060 A 512 1,23 +4+++
I-704 A 514 1,3 ++
I-952 A, lpumep 2, T 493 1,04 +++
I-1525 N 535 0,7 ++
1-707 ? 2??,4212 491 1,23 -
I-705 A 526 1,11 ++
I-996 AF 510 0,92 ++
I-995 AF 510 0,92 ++
I-1141 Z 558 1,2 ++
I-507 AD 466 0,79 ++
I-506 AD 466 0,76 ++
I-505 Q 516 0,94 ++
I-504 Q 502 0,83 ++
I-1535 A 515 1,08 +++
I-606 A 546 0,86 ++
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I-538 AA,T 541 1,28 ++
I-1528 A 558 1,26 ++
I-1527 A 496 1,16 ++
I-1569 A 510 1,2 ++
I-1130 A 495 1,26 +++
I-1524 A 469 1,19 ++
I-1523 A 496 1,5 ++
I-1521 A 506 1,36 ++
I-1519 A 557 1,42 ++
I-1063 AA,W,T 538 1,17 +++
I-1542 A 475 1,17 +++
I-1514 A 449 1,11 +++
I-1510 A 537 1,34 +++
I-1145 A, lpuMep 2 543 0,94 ++
I-1104 A 508 1,37 ++
I-1103 A 508 1,37 ++++
I-992 H, R, IpumMmep 2 522 0,73 ++
I-1102 A 508 1,36 ++++
I-1138 N 496 1,08 ++
I-974 N 500 0,94 ++
I-851 K,Ilpumep 2,A 526 1,04 +++
I-635 N, R 481 1,07 ++
I-539 AA,W,T 542 1,11 ++
I-658 A, Ilpumep 2,A 551 1,33 ++
I-650 A 538 1,4 ++
I-649 A 538 1,4 +++
I-1144 A 544 1,3 ++
I-576 A,B 523 1,04 ++
I-1461 N 516 1,23 ++
I-648 A 538 1,4 ++
I-515 A 480 1,07 ++
I-514 A 480 1,07 +++
I-513 A 480 1,07 +++
1-967 AD, N, gpMMep 481 0,63 ++
I-655 K’gf’gep 477 1,29 ++
I-803 A,lIpumep 2, T 479 0,97 +++
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I1-574 A, lpumep 2,B 481 0,95 +++
1-824 AN, llpmiep 550 0,84 -
2a
I-639 N 551 1,24 ++
I-1501 AD 480 1,3 ++
I-1499 AD 506 0,9 ++
I-1496 A 548 0,63 ++
I-1493 A 520 1,02 ++
I-1492 A 531 1,19 ++
I-1490 A 513 1,15 ++
I-1487 A 508 0,64 +++
I-1058 A 510 1,39 ++4+
I-572 A,llpuMep 2,B 481 0,906 +
1-589 | Af/ W A T 507 1,07 ++
p 2,T
I-703 A 452 0,89 ++
I-641 Ipumep 83, A 544 1,12 ++
I-1708 AD 464 0,85 ++
I-1468 I-1468 548 0,65 ++
I-993 H, R, IpumMmep 2 531 0,84 ++
I-640 Ipumep 83, A 496 1,03 ++
I-664 D, IpmMep 2 532 1,12 ++
I-663 D, Ipmmep 2 532 1,12 +
I-492 AD 480 0,81 ++
I-1448 AD 529 0,74 ++
I-1433 C 581 1,16 ++
I-1432 C 513 0,94 ++
I-1431 C 487 0,84 ++
I-1428 C 583 1,23 ++
I-1425 C 563 1,17 ++
I-1422 C 583 1,24 ++
I-1421 C 568 1,09 ++
I-1417 C 487 0,87 ++
I-1406 C 583 1,25 ++
I-1400 C 554 0,76 ++
I-1395 A 521 0,85 ++
I-1383 A 514 1,08 ++
I-1380 A 531 1,12 ++
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I-1377 A 477 0,93 ++
I-965 A,R 409 0,73 ++
I-964 A,R 409 0,79 ++
I-989 A 526 1,07 ++
I-665 IpumMmep 38, A 536 1,29 ++
I-662 D, Ipumep 2 532 1,11 +
I-1325 0] 562 1,35 ++
I-1324 ) 562 1,3 ++
I-1363 0] 522 1,16 ++
I-1320 0] 503 1,16 ++
I-1318 0] 579 1,42 ++
I-1314 0] 575 0,9 +++
I-1313 O 575 0,87 +++
I-1307 0] 521 0,91 ++
I-1295 0 481 1,44 ++
I-475 H 509 1,43 ++
I-1289 0 467 1,3 ++
I-823 N 548 0,85 +4++
I-632 S 482 1,06 ++
I-1285 ) 554 1,57 ++
I-1800 H 524 1,2198 ++++
I-1801 A, S, AL 514 1,3533 ++++
I-814 F 563 1,27 +++
I-627 A 496 1,26 ++
I-1257 N 542 1,16 +++
I-1277 N 511 1,09 ++
I-1191 N 516 1,09 ++
I-1234 N 570 1,09 ++
I-950 T,Ipumep 2,T 493 1 ++
I-621 A 478 1,25 ++
I-510 A 531 0,9 +
I-706 AD 490 1,33 ++
I-1232 N 486 0,71 ++
I-500 X 489 1,39 +
I-511 A, llprMmep 2 517 0,9 +
I-531 A 453 1,05 ++
I-624 A 492 1,29 +++
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I-625 A 504 1,27 ++
I-499 N, Ilpumep 2a 478 0,64 +++
I-498 N, Ilpumep 2a 478 0,68 ++++
I-1216 N 533 1,2 ++
I-1082 N 525 1,59 ++
I-1211 N 520 0,85 ++
I-1209 N 520 0,72 +++
I-1208 N 534 0,81 ++
I-1205 N 553 1,62 ++
I-1202 N 477 1,2 ++
I-1200 N 463 1,32 +++
I-1199 N 463 1,29 ++
I-1197 N 520 0,74 +4++
I-1196 N 495 1,19 ++
I-1194 N 522 0,68 ++
I-1158 N 500 0,77 ++
I-1155 N 499 1,31 ++4
I-1402 N 507 1,01 ++
I-1151 N 520 0,71 +++
I-1149 N 495 1,15 ++
I-1146 N 520 0,69 +++
I-1187 N 513 1,37 ++
I-615 A 492 1,32 +++
I-614 AD 429 1,14 +
I-620 A 478 1,21 +++
I-469 A 448 1,25 ++
I-467 A 486 1,25 ++
I-464 A 440 1,24 +++
I-452 E 493 0,76 ++
I-449 E 495 0,68 ++
I-446 E 516 0,69 ++
I-443 E 547 0,68 ++
I-440 E 556 0,73 ++
I-437 E 539 0,83 ++
I-434 E 495 0,66 ++
I-431 E 491 0,69 ++
I-425 AD 459 1,3 ++
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I-11 K 488 0,99 +
I-423 A 506 1,41 ++
I-422 A 517 1,31 +
I-419 A 534 1,09 ++
I-416 E 533 0,85 ++
I-51 r 476 0,76 ++
I-409 H 557 0,97 ++
I-406 H 509 1,32 ++
I-403 H 518 1,2 ++
I-401 H 557 1,19 ++
I-399 H 539 1,73 ++
I-393 H 509 1,29 +
I-390 H 518 1,19 ++
I-387 H 489 1,14 ++
I-385 H 486 1,17 ++
I1-844 H,N 568 0,72 ++++
I-369 H 557 0,85 ++
I-1214 H 471 0,89 ++
I-362 H 513 1,46 +
I-359 H 495 1,32 ++
I-350 H 541 1,11 ++
I-347 H 504 1,59 ++
I-333 H 567 1,18 ++
I-330 H 488 1,48 ++
I-50 AD 511 0,85 +
I-44 E 480 1,34 ++
I-317 A 516 1,78 +++
I-315 A 482 1,75 ++
I-314 A 479 1,15 +4++
I-312 A 453 1,75 ++
I-309 A 484 1,94 ++
I-306 A 514 1,33 ++
I-304 A 488 1,6 ++
I-303 A 482 1,55 ++
I-302 A 482 1,54 +++
I-296 A 486 1,61 ++
I-294 A 494 1,42 ++
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I-49 A 461 +++
1-291 A 542 , +r
I-290 K, pridep 2 488 1,44 ++
I-289 K, pri’lep 2 420 1,24 T
I-287 A 465 1,15 ++
I-284 AD 401 0,96 ++
I-283 A 504 1,41 ++
I-282 A 515 1,29 ++
I-281 A 460 0,98 ++
1-280 K priﬁep 2 464 1,41 ++
I1-279 AD 415 1,06 ++
I-278 P 430 1,34 +
I-277 A 462 1,24 ++
1-48 A 447 1,2 ++
I-276 A 470 1,45 ++
I-274 A 496 1,29 ++
I-272 A 474 1,01 ++
I-271 A 408 1,08 ++
I1-268 A 466 1,25 ++
I-31 A 472 0,9 ++
I-26 A 436 1,19 +
I-267 A 478 1,24 +++
I-266 A 443 1,23 ++
I-35 A 428 1,25 ++
I-28 A 462 1,35 ++
I-1139 A 486 1,46 ++++
I-34 A 462 1,33 +
I-264 A 462 1,17 +
1-27 A 436 1,3 ++
I-259 A, llpuMep 2,A 475 0,95 ++
I-33 A 462 1,43 ++
I-30 A 395 0,76 ++
I-29 A 400 1,11 +
I-38 A 412 1,02 ++
I-25 A 450 1,49 +++
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I-252 A 497 1,29 Tt
I-23 X 485 1,3 +++
1-233 K, Hpéfep 2 479 1,27 T
I-232 A 479 1,29 et
1-230 | Hp@fep 2 465 1,05 4
1-229 K, Hpﬁfep 2 448 1,04 ++
1-227 K, prfep 2 446 1 +

1-226 K, prfep 2 494 1,34 ++
1-224 A 498 1,66 et
1-223 K, Hpéfep 2 498 1,39 it
1-221 K, Hpﬁfep 2 490 1,21 ++
1-218 | prfep 2 494 1,32 -
1-214 K, Hpéfep 2 494 1,3 T
I1-213 K, Hpﬁfep 2 498 1,52 ++
1-212 | % Hpéfep 2 478 1,43 -
I-211 K, Hpéfep 2 478 1,42 T
I-210 K, Hpﬁfep 2 482 1,36 ++
I-209 K, Hpéfep 2 466 1,26 ++
I-206 K, Hpﬁfep 2 462 1,31 ++
I-203 K, Hpﬁfep 2 490 1,26 +

I-200 K, Hpéfep 2 458 1,37 ++
I-197 K, Hpﬁfep 2 458 1,39 ++
1-195 | & Hpﬁfep 2 422 1,24 it
I-194 K Hpﬁfep 2 408 1,15 ++
-191 | % Hp@fep 2 431 0,92 -
I-190 A 448 1,23 et
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K, Ilpumep 2,

I-189 2 436 1,32 +4+4+
I-20 A, llpuMep 2a 459 0,81 ++
I-184 A 487 0,95 +++
I-182 A 523 1,07 ++
I-19 A,S 446 1,02 ++
I-181 A 487 1,01 ++
I-179 A 473 0,92 +++
I-178 A 461 1,23 ++
I-177 A 461 1,29 +4+++
I-176 A 462 1,04 ++
I-175 A 462 1,04 +4+++
I-173 A 535 1,11 +++
I-172 A 473 0,93 ++
I-18 S 446 0,98 +
I-170 F 515 0,93 +
I-164 A,C 523 1,03 +4++
I-160 A 447 0,84 +++
I-158 A 394 1,04 ++
I-157 A 460 1,21 +++
I-156 A 470 1,38 +++
I-155 A 434 0,83 ++
I-154 A 368 0,9 ++
I-153 A 430 1,2 ++
I-152 A 486 1,26 ++
I-150 A 509 1,44 ++++
I-147 A 446 1,0237 ++
I-145 A 540 1,5492 ++++
I-144 A 540 1,54 ++
I-861 A 464 1,1238 +
I-143 A 464 1,1238 ++
I-142 A 526 1,4591 ++++
I-141 A 526 1,4591 ++
I-45 C 549 1,04 +++
I-121 L 501 0,7002 +
I-119 L 487 0,7118 +4++
I-13 L 459 1,08 ++
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1-115 A 499 1,2061 T+
1-111 A 523 0,9237 Tt
1-108 A 501 0,9267 Tt
1-106 A 523 0,9933 Tt
1-105 A 399 0,8414 i
1-102 A 482 0,7118 +
1-4 D 473 1,29 +
1-83 A 483 1,1 T+
1-78 A 428 1,058 i
I-73 A 502 1,4567 -
I-72 A 472 1,35 ++++
I-70 K pridep 2 473 1,08 T
1-69 2 536 1,59 .
I1-68 A 486 1,46 ++4++
1-67 K pridep 2 540 1,62 T
1-66 A 540 1,54 i
1-65 K pridep 2 490 1,43 T
1-62 K pridep 2 488 1,35 +
1-61 K pridep 2 438 1,19 it
1-60 K pridep 2 502 1,51 +
I-59 K pridep 2 452 1,35 b
I-57 A 410 1 +++
I-55 A 589 1,14 ++
I-1 A 410 1,03 +4+4+

++++ ob6o3nauaet ICsy MmeHee mpumepro 0,2 MkM; +++ o6o3nagaer 1Csy or mpumepno 0,2 MkM 1o npu-
MepHo 1 MKkM; ++ o6o3HadaeT ICsy ot mpumepro 1 MkM 1o npumepHo 10 MxM; u + o6o3Hagaer ICsy 6omee 10
MKM.

OKBUBAJICHTHI.

CrnienmanucTaM B JaHHOW 00JIacTH OyIyT OYEBUAHBI, WM OHM CMOTYT JOCTOBEPHO YCTAHOBUTH IPH TIO-
MOIIIA OOBIYHBIX IKCTIEPUMEHTAIBHBIX METOJHMK, MHOTOYUCIICHHBIC 3KBHUBAJICHTH KOHKPETHBIX BapHAaHTOB pea-
JU3aliH, KOHKPETHO OTIMCAHHBIX B HACTOSIIEM JOKyMeHTe. [IpearmonaraeTcs, 4To Takie SKBUBAJICHTHI BXOJIAT B
00beM oXpaHbl cieyromeii GopMyIbl H300peTEHHS.

OOPMVYIIA U3OBPETEHUA
1. Coemunenne hopmyasl (1)

O R
Re Rs |~ Ry Ra)m
I~ A
< ) ok

VZ
/N N - \X1/ 2
R, |

© @,

WM ero (papMareBTUIeCKH puemMiieMas Collb,

rae X, npeacrasisier coboit C, S mimm S(O);

X, npencrasinseT coboit CR; umu N;

R, mpencrasnser coboit H, D, OH, SH, NH,, NH(C,-C,)ankun, N((C,-C,)ankmn), wmu F;

R, mpencrasnsier coboit (Ci-Cg)ankmi, apui, S-24-4IeHHBINA TeTepOoapuil, COACPKAIIUN B KOJBIIE OJUH WITH
HECKOJBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuiinmi, NRoR; mmu ORyy,
TJIe aJTKWJI, apwil, IUKIOATKII U TeTSPOIUKITIII HEOOI3aTeIbHO 3aMEIICHBI OTHUM WiH Ooiee Rg;

kaxnaeli R; HesaBucumo B kaxmom ciydae BeiOpaH w3 D, (C-Cglankmma, (C,-Cg)amkeHmia,
(Cy-Cg)anxunmna, (C,-Cq)amkokcn, (C,-Cq)ranorenankuia, (C;-Cg)raoreHaIKoOKCH, apuiia, 5-24-4JIEHHOTO Te-
Tepoapmiia, COJEpIKaIIero B KOJbIE ONWUH WM HECKOJHKO TeTepoaToOMOB, BbIOpaHHBIX w3 N, O wmm S,
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(C3-Cg)umknoankuna, rerepouukiamwia, CN, OH, C(O)R;;, C(O)OR;7, OC(O)OR;7, OC(O)NR 7R3, NR7R s,
NR,,C(O)R;5, NR;,C(O) ORy5, C(ONR R g, NR;;C(O)NR 7R 5, S(O)sNR,7R 15, S(O)qR 7R 5, NR7S(O)gR 7R
WM TaJIOTeHa, T/Ie alKUI HeoOs3aTeNIbHO 3aMeleH OJHUM WK 0oJiee 3aMECTHTEISIMHU, HE3aBHCUMO BBHIOpaHHBI-
mu 13 OH unu NH,;

ik 1Ba R; cCOBMECTHO, KOTJIa HAXOMATCSA Ha COCETHMX aToMax yriepoaa, oopa3yroT (Cs-Cg)IMKIOaNKIII,
HeoO0s3aTeNTbHO 3aMEeIeHHBIH OHUM WiH Oonee R9, mim aBa Ry coBmecTHO 00pasytor (Cs-Cg) crimponukioan-
KHJI, He00s3aTeIhbHO 3aMeIeHHBI OTHUM MK OoJiee Ry, miu Ba R3 coBMecTHO 00pa3yioT 3-12-14IeHHBIA CIIH-
POTETEPOITUKIIHII, COACPKAIMUNA OJUH U HECKOJIBKO TeTepOaTOMOB, BEIOPAHHBIX U3 KHCIIOPOJAa, a30Ta WIH Ce-
PBL, He0Os3aTEIFHO 3aMEIICHHBIN OTHUM TN Oonee Ry, ik aBa R3 coBMECTHO, KOT]a HAXOATCS HA COCEIHUX
aToMax yriepoja, 00pa3yloT apuiIbHOE KOJBI0, HEOOSI3aTEIbHO 3aMEIICHHOE OJHUM min Oonee Ro; wu 1Ba Ry
COBMECTHO, KOT/Ia HAXOJIITCSI HA COCEHUX aTOMax yriepoja, 00pa3yroT 5-24-uieHHOe TeTepOoapuiIbHOE KOIBIIO,
coJiepKaIlee B KOJbIE OJUH WIIM HECKOJIIBKO TeTepoaTOMOB, BhIOpaHHBIX U3 N, O win S, HeoOsI3aTeIbHO 3aMe-
IIIEHHOE OJTHUM WK Ooee R o;

R4 mpencrasnsier coboit (Ci-Ce)ankun, (Co-Cs)ankmieHapui, 5-24-4ieHHBIH reTepoapul, cojaep)Kaluil B
KOJIbIIE OJTMH WJIM HECKOJLKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmn S, (C;-Cg)rmknoankun, CD; nim retepo-
UKITAI, TIIE apuJl, TETEPOAPHII, TETSPOIMKIIII M IIUKJIOAIKIIT He00s3aTeTbHO 3aMeIeHbI OHUM Wit OoJiee Rs;

Rs m Rs mezaBucumo mpencrapiusior coborr H, D, (C;-Cy)ankmi, (C,-Celankenmi, (C,-Cq)alKuHMI,
(C4-Cg)anxoxcwm, (C-Cq)ranoreranku, (C;-Cq)ragoreHaIKOKCH WK TAIOTCH; WU

Rs 1 Rs coBmectHO 00pa3yioT (C;-Cy)IUKIOATKHILHOE HIIH TETEPOIHMKINILHOE KOJBII0, HEOOs3aTeIbHO
3aMeIIeHHOe OJHUM WJIM 0oJiee 3aMeCTUTENsIMH, He3aBUCHMO BhIOpaHHBIMH U3 Tasorena, CN, (C;-Cq)ankwmia,
OH, CH,0H, (Cy-C,)ankmieH-O(C;-Cqy)ankuna wmu (Cy-C,)ankuneH-NR 7R g;

Ry HezaBucumo npencrasisiet coboit H, D, ramoren, CN, NR 7R s, (C;-Cg)ankmn, (C;-Cq)ankoxcu wiu OH,
Korja X, mpeacTaBiseT coboi N;

R, mpencraBmser coboir H, D, (C;-Cg)amkun, (C,-Cq)amkenmin, (C,-Cy)ankuumin, (Ci-Cg)ankokc,
(C;-Cg)ramorenankmn, (C;-C¢)raqoreHaIKoOKCH, TallOTCH, apwi, 5-24-4JCHHBIA TETEPOAPHUII, COJCPKAIIUA B
KOJIBbIIE OJIMH WJIM HECKOJIBKO reTepoaToMoB, BeIOpaHHBIX 13 N, O wmm S, CN wim NR (R, rne apun u rerepoa-
pHIT HeoOs3aTeTLHO 3aMeIleHbl OTHUM WiIH OoJiee R ;

Kaxaplid Rg HE3aBHCcHMO B KaxaoMm ciaydae BbiOpaH u3 D, (C;-Cgankuna, (C,-Cq)ankokcu, (C-Cq)ramo-
renankmna, (C;-Cy)ramorenankokcu, (C;-Cs)ankuneH-O(C;-Cy)ankmna, (Co-C,)ankunenapuna, (Cy-C,)amkumieH-
5-24-4j1eHHOTO TEeTepOapmiIa, COAEPIKAIIETO B KOJBIE OJIUH MIIM HECKOJIBKO TeTepOoaToMOB, BRIOpaHHBIX 13 N, O
nm S, (C;-Cjp)mmknoankwia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapmia, COJCPKAIICTO B KOJbIIE OJWH FIUM HECKOJNBKO TeTepoaroMoB, BeIOpaHHBIX W3 N, O mmu S,
O-(C5-Cg)nuknoankuia, S-5-24-4JIeHHOTO IeTepoapmiia, COAEpIKalero B KOJIbIE OANH MM HECKOJIbKO reTepoa-
TOMOB, BeIOpaHHbIX M3 N, O mmn S, ranorena, CN, C(O)R;y, CO(O)R;y, C(O)NRoR};, S(O)qR19, S(O)qNR R},
NR;(S(O)¢R11, (Co-Ca)ankunen-NR R, NR;jpC(O)R;;, NR;(C(O)C(O)R;;, NR;(C(O)NR R}, -P(O)(C,-Ce)an-
KW),, -P(O)(apmn),, -SiMe;, SFs wnmu OH, rae ajmkwi, ankuicH, apii, TeTEPOApHIl U TeTSPOIUKIT He00s3a-
TeJIbHO 3aMeIeHBI OTHUM W Oojiee Ro;

nik aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoOs13aTeNTbHO 3aMeleHHOe OHUM Win Oosiee Ro; mm 1Ba Ry coBMeCTHO, KOTIa HaXOmsITCA Ha COCETHUX aTo-
Max yriaepozaa, o0pa3yroT 5-24-4jeHHOe TreTepoapuiIbHOe KOJIBIIO, COAepkKallee B KOJbIIEe OJUH WIH HECKOJIBKO
TeTepoaToMoB, BeIOpaHHBIX 3 N, O mwin S, HeoOs3aTeIbHO 3aMeNIeHHOoe OTHUM Win 6osee Ry, mimm nBa Rg co-
BMECTHO, KOT/Ia HaxOJSTCS Ha COCETHHX aTroMax yriepojaa, 00pa3yloT TeTepOlrKIHIbHOE KOJbIO, HeoOs3a-
TeJIbHO 3aMeIIeHHOe OJHUM WK OoJiee Ro;

Kaxaplii Ry HezaBucuMo B kaxaom ciydae Beiopan u3 D, (C-Cg)ankmna, (C;-Cg)ankokcn, (C;-Cg)mk-
noankuna, ranorexa, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR;(C(O)R;, NRoR 1, S(O)¢R 19, S(O)gNR; R,
NR4S(O)¢R11, okco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-4eHHOTO
reTepoapuia, COICPIKAIIETO B KOJBIIE OJUH WM HECKOJIEKO TeTepoaToMoB, BEIOpaHHBIX U3 N, O wiu S, rae an-
KWJI, apyil U [UKIOATKHUI HE00sS3aTeIbHO 3aMEIICHBI OJTHUM WM 0OJiee 3aMECTHTEIISIMHU, HE3aBHCUMO BEIOpaH-
Heiva w3 (C;-Cglankmma, (C,-Cg)amkokcn, (C;-Cg)ranorenankuia, ranorena, apwia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

nik aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yloT apHibHOE KOJIBIIO;
wi JaBa Ry COBMECTHO, KOTJ]a HAaXOJATCS HA COCEIMHUX aToMax yriiepojia, oO0pasyioT 5-24-diieHHOe TreTepoa-
PWIBHOE KOJIBIIO, COMEprKallee ONUH MM HECKOJIbKO TeTepoaToMoB, BhIOpaHHBIX M3 N, O mmu S; win nBa Re
COBMECTHO, KOTJ[a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IMKI0OaTKUIBHOE KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaom ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmienapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuia, (Co-Cy)alKuiIeHreTepOIUKIIIA,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e anKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOATKII, TEeTEPOIIKIII, P U TeTepoa-
PWIT HEOOsI3aTEIHHO 3aMEIICHBI OJJTHUM WK O0Jiee 3aMEeCTUTEISIMU, He3aBUCHMO BEIOpaHHBIMHE U3 (C;-Cg)ankuia,
(C;-Cg)ankokcn, (Ci-Cy)ranorenankmia, (C;-Cq)ramorenamkokc, (C;-Cg)IIUKIIOANKIIa, TeTCPOLUKIIIA, apUIIa,
S(O)q(CI-C3) aJIKuJia, S(O)qNR14R15, NR]4R]5, NR14C(O)R15, TaJIOTrcHa, OH unn CN,

ni Rjp 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FITH
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Oonee 3amecTuTensaMU, BEIOpaHHBIMA U3 0Kco, C(O)(C;-Cs)ankmina mwim NR4Rs;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpaH u3 D, (C-Cg)ankuna, (Ci-Cy)ankokcu, (C;-Cq)rano-
reankmna, (C;-Cg)uukmoaskuia, apmia, 5-24-4JIeHHOTO TeTepoapuia, COAepKallero B KOJbIE OAUH WIH He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHBIX 13 N, O mwiu S, O-apuna, O-5-24-4j1eHHOTO TeTepoapuiia, CoAepIKaIero B
KOJIbIIE OJMH WJIM HECKOJBKO reTepoaToMoB, BeIOpaHHBIX W3 N, O wmmu S, O-rereponmiimna, O-(C;-Cg)uk-
JIOAJIKHJIA, S(O)quo, (CHz)PC(O)ORw, C(O)NR14R15, S(O)qNR14R15, NR]4R]5, NR14C(O)NR14R15,
NR14C(O)OR10, NR14SOqR10, NR14COR10, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apHH)z, -SiMe3, SF5 nim OH,
T7€ aJKuJI, apuil, TETEPOaPIII, TETEPOITUKIIIII 1 ITUKJIOATKHII He0Os13aTeIbHO 3aMeIeHbI OJHIM itk 6oitee R 3;

Kaxaelii R;; HesaBucuMo B kKaxaoMm cimydae BeiOpan u3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C;-Cg)ankokcu, ranorena, (C;-Cq)ranorenankokcu, (C;-C¢) THIPOKCHATKIIIA, TETEPOIMKIIIIIA, 5-24-4ICHHOTO
reTepoapuia, COACPKaIlero B KOJBIE OJUH WIH HECKOJIBKO TeTepoaToMOB, BEIOpaHHBIX U3 N, O mwiu S, apuna,
ORjs, C(O)Ryy, C(ONRyi4R;s, NRysRys, S(O)qRis, NRygS(O)gRis, S(O)NRisRys, NRj4C(O)NRy4Rys,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLIMKIIMII W TETepoapwyi 3aMeIIeHbl OJHHM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAaHHBIMU W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HAaXOIATCS Ha COCEIHUX aToMax yriepoja, o0pa3yloT TeTepOlUKIMIbHOe
KOJIBIIO, HEOOSM3aTEIbHO 3aMelIeHHOe OTHUM N Oosee Rq; wmm mBa R;3 coBMecTHO, KOTra HaXOAsITCsS Ha CO-
CEJHMX aToMax yriepoiaa, o0pa3yroT 5-24-4jeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJbIE OTUH FITH
HECKOJIBKO TeTepOoaTOMOB, BEIOpaHHBIX U3 N, O wim S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmn
nBa R;; cOBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, o0opasyroT 3-12-ulieHHBIA CIUPOTreTepo-
UK, COJICPIKAIIUI OJTMH MM HECKOJIKO TeTEPOaTOMOB, BEIOPaHHBIX M3 KHUCIOPOJa, a30Ta HIIH CePhI, HEOOs-
3aTeJIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)anmkeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)amkuieHapuna,
(Cy-Cy)ankuiieH 5-24-4JIEHHOTO TeTepOapwiIa, COACPKAMICTO OIWH WM HECKOJIBKO TeTePOAaTOMOB, BHIOPAHHBIX
n3 N, O wimm S, uimu CN, r1e amkui, IKSHI, aIKUHII, aTKWICH, [IUKIOAKII, TETEPOIUKIINI, apyil U TeTepoa-
pHIT HeoOs3aTeTLHO 3aMeIeHbl OMHUM WiIH OoJiee R ¢;

nii R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBI0, HEOOS3aTENhbHO 3aMEIICHHOE OJTHUM FITH
ooinee Rg;

Kaxapii Rjs He3aBHCMMO B KaxmoM ciydae BeIOpaH u3 D, (C;-Cy)amkmma, (C,-Ce)amkenuna, (C,-Ce)an-
kunmna, (C,-Ce)ranorenankuina, (C,-Cq)amkokcu, (C;-Cq)ramorenankokcu, C(O)(C;-Cs)amkuna, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(0)4(C;-Cs)ankuna nmu OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCECIHHUX aToMax YIIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMax yriepoja, o0pa3yroT 3-12-uieHHOe CIUuporeTe-
POLMKIIMIIBHOE KOJIBIIO, COJACpIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIODAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

Kax bl Ry; 1 Ry He3aBrCcHMO B KaxoM cirydae npeactasiseT coboit H wmm (Ci-Cg)ankmr;

Ry9 HezaBucumo B KaxaoMm ciydae mpencrasiaser coboir H, D, (C-Cyamkmn, (C,-Co)ankeHmud,
(Cy-Cg)anxunmin, (C;-Cg)ankxokcu, (C,-Cq)ranorenankmi, (C,-Cq)ranorenankokcu, ramoret, CN mim NR 7R 5;

m pasen 0, 1 umu 2;

n pasen 0, 1, 2 wu 3;

ppasen 0, 1 wiu 2; u

Kaxplil q paseH 0, 1 nnu 2,

IJIe Kbl apuil WIH apIIbHOE KOJIBIIO HE3aBHCUMO BEIOPAHO M3 IPYIIIEL, COCTOsIMIEH U3 (eHmna, Oude-
HUIA, HaTUIa, aHTpaleHnNa, peHaneHmIa, eHaHTPEHWIA, MHAAHUIA, UHICHIIIA, TeTParuaIpoHaTaTHHCHUIIA,
TeTparuapoOCH30aHHYICHHIIA; 1

KaX/IbI TCTCPOUKIIILT WIH TETEPOIMKINICCKOES KOJBIIO0 HE3aBUCUMO BBHIOPAHO M3 TPYIIIBI, COCTOSIICH 13
OKCETaHWIIA, a3eTaANHIIIA, TeTparuapodypaHmia, TeTParupOHpaHmia, MTUPPOTHINHIIIA, OKCAa30JIHMHIIIA, OKCa-
30JIUIMHUTIA, TUA30JIMHINIA, THA30JUAUHUIIA, TTHPaHWIa, THOMUPAHNUIIA, TETPAruApoNUpaHnia, JTUOKCAIMHUIIA,
MUTIEPUIUHIITA, MOPGOIMHIIIA, THOMOP(OIMHIIA, THOMOPPOIUHIIT S-OKCHIa, THOMOP(MOIMHUT S-THOKCHIA,
TUTIEpa3uHIIIA, a3ETTUHIIIA, OKCETTMHMIIA, THA3EITHHUIIA, TPOTIAHWIIA, OKCA30JIMINHOHUIIA K TOMOTPOTIaHHIIA.

2. Coemunenwe 1o 1.1, rae X; npeactasiser coboit C miu S(O).

3. Coeagunenue 1o 1.1 wmu 2, tae R mpeacrasnser co6oit OH nmm F.

4. Coemunenwe 1o mobdomy u3 1. 1-3, rme R; npencrasmisier coboit ranored uinu (C-Cq)aIKOKCH.

5. Coenuuenne mo mobomy u3 mm.l-4, rme Rs m Rs HeszaBucumo mpencraBnsior cobodt H wimm
(Cy-Cg)ankum.

6. CoemuneHue o modomy u3 1. 1-5, rne Rg npencrasnser cobort H mwim (C;-Cg)anku.

7. Coenmnenue no mobomy u3 1. 1-6, rae R; npencrasiser coboit H, (C;-Cg)anknn wim apui.

8. Coenmnenue no mobomy u3 . 1-7, rae n paseH 1.

9. Coemunenue 1o 1. 1, umeromree Gopmymy (Ia):
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Re i P OH
T
\N ) N RZ
) N Y
R4

©  (la,

WK ero (papMareBTUICCKU IpUueMiieMast Cob,

rae R, npencraBnset coboit (C-Cg)ankui, apui, 5S-24-4ieHHBIA TeTepoapuil, COACPKAIMNN B KOJBIE OTUH
WM HECKOJILKO TeTepoaroMoB, BRIOpaHHBIX u3 N, O mmm S, (Cs;-Cg)muknoankui, reteporukiami, NRoR; win
OR g, T/I€ 7KW, apwl, MUKIOATKWI U TeTEPOLIUKIINIT He00sI3aTeIbHO 3aMeIIeHbI OHIUM HiTh Ootee Rg;

R4 mpencrasnser coboit (C-Cg)ankmi, (Co-Cs)ankunenapwi, 5-24-41€HHBIH TeTepoapuil, ConepKanii B
KOJIbIIE OJTMH MJIM HECKOJILKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmn S, (C;-Cg)rmknoankun, CD; nim retepo-
UKITA, TIIE apyJl, TETEPOAPHII, TETSPOIMKITII M IIUKJIOAIKIIT He00s3aTeTbHO 3aMeIeHbI OHUM Wit OoJiee Rs;

Rs mpencranser co6oit H, (C;-Cg)ankui, (C,-Cy)ankenun, (C,-Ceg)ankunmi, (C;-Cq)amkokcu, (C;-Cq)rano-
reHaiku, (C;-Cg)raJoreHaIKOKCH WU TaJIOTeH;

R¢ HezaBucumo npexacrasiser coboit H, D, ramoren, CN, NR;Rg, (C-Cg)ankmi, (C;-Cy)amkokcu win
OH;

Kaxabelii Rg HesaBucuMo B kaxaoMm ciydae BeiOpaH u3 D, (C;-Cg)ankumia, (C;-Cg)ankokcu, (C;-Cq)rano-
renankmna, (C;-Cy)ramorenankokcu, (C;-Cs)ankunen-O(C;-Cy)ankmna, (Co-C,)ankunenapuna, (Cy-C,)amkumieH-
5-24-qj1eHHOTO TeTepOapmiIa, COAEPIKAIIETO B KOJBIE OJIUH MIIM HECKOJIBKO TeTepOoaToMOB, BRIOpaHHBIX 3 N, O
nm S, (C;-Cjp)mmknoankwia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapuia, COACPXKAIIEero B KOJIBIIE OJMH WM HECKOJIBKO TI'eTepoaToMoB, BeIOpaHHBIX m3 N, O wim S,
O-(Cs-Cy)rmuknoankuia, S-5-24-4JeHHOTO reTepoapuia, COIEPKaIlero B KOJbIe OJUH HITH HECKOJIBKO TeTepoa-
TOMOB, BbIOpaHHbIX M3 N, O mwm S, ranorena, CN, C(O)R;y, CO(O)R;9, C(O)NR¢R;;, S(O)qR 19, S(O)qNR R},
NR;(S(O)qR11, (Co-Ca)ankmnen-NR R, NR;pC(O)R;;, NR;(C(O)C(O)R;;, NR;(C(O)NR R}, -P(O)(C,-Ce)an-
KW),, -P(O)(apmn),, -SiMe;, SFs win OH, rme ankui, alkwieH, apui, TeTepoapui U TeTEPOIMKIMI Heo0s3a-
TeJIbHO 3aMeIeHBI OTHUM WK Oojiee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
Heo0s3aTeIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mnm nBa Ry cCOBMECTHO, KOTIa HaXOASATCS Ha COCETHUX aTo-
Max yriiepoja, o0pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
TreTepoaToMoB, BeIOpaHHBIX 3 N, O mim S, HeoOsI3aTeIbHO 3aMelleHHoe oTHUM miu Oostee Ro; mimm nBa Rg co-
BMECTHO, KOT/Ia HaxOJfATCS Ha COCETHUX aTroMax yriepojaa, o0pa3yioT TeTepOlrKIHNIbHOE KOJbIO, HeoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WH OoJiee Ro;

KXl Ry HE3aBUCHMO B KaxxaoM cirydae BeiOpaH u3 D, (C-Cg)anmkuina, (C;-Cg)ankokcn, (Cs-Cg)IuKino-
AJIKWJIa, rajJorcHa, apuia, OH, CN, C(O)R](), C(O)NRI()R”, NR10C(O)R11, NR]()R”, S(O)quo, S(O)qNRl()R]l,
NRS(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COICPIKAIIETro B KOJBIIE OJWH WIH HECKOJIBKO TeTepoaToMoB, BEIOpaHHBIX U3 N, O wiu S, rae an-
KWJI, apyil U [UKIOATKHUI He00A3aTeIbHO 3aMEIICHBI OJTHUM WM 0OJiee 3aMECTHTEIISIMHU, HE3aBHCUMO BEIOpaH-
weiMu w3 (Ci-Cglankmma, (Ci-Cy)amkokcu, (C;-Cg)ranorenankmia, ranoreHa, apmia, NR;;C(O)R;s,
NR4S(0)¢R15, OH nmu CN;

win Ba Ry cOBMECTHO, KOTJ]a HAXOMATCS HAa COCCIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIO;
wi JaBa Ry COBMECTHO, KOTJ]a HAaXOJATCS HA COCEIMHUX aToMax yIyiepojia, o0pasyioT S5-24-diieHHoe TreTepoa-
PWIBHOE KOJIBIIO, COMEprKaliee ONUH MM HECKOJIbKO TeTepoaToMoB, BhIOpaHHBIX M3 N, O mmu S; min nBa Ro
COBMECTHO, KOTJ[a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IHKI0OaTKHUIBHOE KOJIBIIO;

Kaxaelii Rjp m R, He3aBucumo B kaxmom ciydae BeIOpaH m3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)amkuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuaeHreTepouKiInia,
(Cy-C,)ankunen-5-24-4IeHHOTO TeTepoapmiia, COAEPIKAIIET0 OWH WIIM HECKOJIBKO TeTEpPOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, aKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIMKIII, apHi U TeTepoa-
pWI  HEOOS3aTeNbHO 3aMEMICHBI OJHMM WU 0OJee 3aMECTUTCISAMH, HE3aBHCHMO BBIODAaHHBIMH U3
(C-Cg)ankumna, (C;-Cy)amkoxcu, (C-Cg)ranorenankuna, (C;-Cq)ranorenankokcu, (Cs;-Cg)UuKioankuia, reTepo-
nuknuia, apuiaa, S(0)y(C;-Cs) ankuna, S(O){NR4R;5, NR 4R 5, NR14C(O)R s, ranorena, OH umn CN;

wi Ry 1 Ry; cOBMecTHO 00pa3yroT reTepOIMKIMIBEHOE KOJBII0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJIH
Oonee 3amecTuTensaMu, BEIOpaHHbIMA U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

Kaxaelid R, HE3aBHCHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cy)ankmia, (C;-Cq)ankokcu, (C,-Cq)rano-
renHankmna, (C;-Cg)UuKIoaskuia, apmia, 5-24-4JIeHHOTO TeTepoapuia, COAepKallero B KOJbIE OAUH WM He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHBIX W3 N, O mwiu S, O-apuna, O-5-24-4j1eHHOTO TeTepoapuiia, CoAepIKaIero B
KOJIbIIE OJMH WJIM HECKOJBKO reTepoaToMoB, BeIOpaHHBIX W3 N, O wmmu S, O-rereponmkimna, O-(C;-Cg)uuk-
JIOAJIKHJIA, S(O)quo, (CHz)PC(O)ORw, C(O)NR14R15, S(O)qNR14R15, NR]4R]5, NR14C(O)NR14R15,
NR4C(O)OR 4, NR14SO¢R 9, NR4COR, ranorena, -P(O)((C,-C¢)ankun),, -P(O)(apun),, -SiMes, SFs unu OH,
TJIe aITKWJI, apwil, TETEPOAapIIT U UKIIOAIKIIT He00s3aTeIbHO 3aMEICHBI OTHUM Win Oonee Rs3;

Kaxnaplii R;; HesaBucuMo B kaxaoMm cimydae BeiOpan w3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
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(C;-Cg)ankokcu, ranorena, (C;-Cg)ramorenankokc, (C;-C¢)runpoKkcuankmia, TeTeporKInIa, 5-24-4IeHHOTO
reTepoapuia, COACPKaIero B KOJBIE OJUH WIH HECKOJIBKO TeTepoaToMOB, BEIOpaHHBIX U3 N, O mwiu S, apuna,
ORy;, C(O)Ry, C(ONRy4Ris, NRygRis, S(O)Ris, NR;4S(O)¢Ris, S(O)(NR4R;s, NRj4C(O)NR4R;s,
NR4C(O)OR s, -P(O)((C;-Cg)ankmi),, -P(O)(apwi),, -SiMes, SFs numu CN, re ankui, TUKI0aIKUI, apuil, TeTe-
POLMKJIMI W TeTepoapui 3aMelIeHbl OJHUM WX Oojiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HAaXOIATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlUKINIbHOe
KOJIBIIO, HEOOSM3aTeIbHO 3aMeIIeHHOe OTHUM HIIK Oosee Rq; wim nBa R;3 coBMecTHO, KOTra HaXOAsITCS Ha CO-
CEJIHUX aToMax yriiepona, 00pa3yroT 5-24-4lieHHOEe reTepoapwiibHOE KOJBIO, COACPIKAIIee B KOJIBIE OJMH WIIN
HECKOJIBKO TeTepoaTOMOB, BEIOpaHHEIX U3 N, O mwin S, Heo0sA3aTeNIFHO 3aMEIICHHOE OJHUM Win Oojee Rq; mmn
IBa Rj; COBMECTHO, KOTJIa HaXOJATCS HA COCEINHUX aTOMaX yriiepoia, o0pas3yroT 3-12-4iieHHBIH cnuporeTepo-
UK, COJICPIKAIIUI OJTMH MM HECKOJIKO TeTEPOaTOMOB, BEIOPaHHBIX M3 KHUCIOPO/a, a30Ta FIIH CePhI, HEOOs-
3aTeJIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)anxunmna, (C;-Cy)ankmieH(Cs-Cg)uuknoankuna, (Co-Cy)anmkunenrereponnkimna, (Co-C,)ankunenapuia,
(Cy-C,)ankunen-5-24-4IeHHOTO TeTepoapa, CoAEPKaero OJuH WM HECKOJIbKO TeTepOaTOMOB, BEIOPAHHBIX U3
N, O wim S, unmu CN, Te ankwl, aKeHWI, aTKAHWI, alTKAJICH, [TUKIOATKWII, TETEPOITUKIIII, april U TeTepOapuil
HeoOs3aTeNIbHO 3aMeIeHbI OHUM MK 0oJiee R ¢;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBHOE KOJIBII0, HEOOS3aTENhbHO 3aMEIICHHOE OTHUM FUITH
ooinee Rg;

KaxIelii Rig He3aBucuMo B Kaxknom ciydae BeiOpaH w3 D, (C;-Cy)amkuna, (C,-Cg)ankenmna, (C,-Cg)an-
kunamia, (Ci-Cg)ranorenankuina, (C;-Cy)anmkoken, (C;-Cg)ranorenankokcu, C(O)(C;-C;)ankmma, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(0)¢(C;-Co)anxuna unu OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToOMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMax yriepoja, o0pasyroT 3-12-uieHHOe CruporeTe-
POLMKJIMIBLHOE KOJBIIO, COAEpIKaIiee OJWH WIM HECKOJIBKO TeTepOaTOMOB, BBIOPAHHBIX W3 KHCIOPOJIa, a30Ta
WM CEPBI;

kaxaeiid R ;7 1 R g HE3aBHUCHMO B KaskioM ciydae npezactapisieT codoit H nmm (C-Cg)amkmi,

ppasen 0, 1 wiu 2; u

Kbl q paseH 0, 1 wmm 2,

/i€ KOKIIBI april He3aBUCUMO BBIOPAH U3 TPYIIIEI, cocTosmel u3 Genmna, ondennna, HapTHIIA, aHTpaIe-
Hua, GeHaneHmna, peHaHTpeHWIA, UHIAHIWIA, UHACHWIA, TeTparuapoHadTaInHeHIIA, TeTParuapoOcH30aHHY-
JICHUIIA; U

KaX/IbI TETCPOLUKIIII HE3aBUCHUMO BBIOpPAH W3 TPYIIIBI, COCTOSAIICH W3 OKCETaHMIIA, a3CTaiHIIIA, TeTpa-
runpodypaHmuia, TeTParuApONUPaHUIIa, THPPOIUANHIIIA, OKCA30JIMHIIIA, OKCA30IUANHIIIA, THA30JINHIIIA, THA-
30JMIUHMIIA, MUPAHUIIA, THOMMPAHWIIA, TCTPATUAPONUPAHIIIA, TUOKCATHHWIIA, TUICPUANHIIA, MOP(POIHMHIIA,
THOMOP(HOIMHIIIA, THOMOP(QOIHHIIT S-OKCHIa, THOMOP(GOIUHIT S-THOKCH/A, TTUIICPA3HHNIIA, a3eUHIIA, OK-
CeNMHIIIA, THa3eIMHIIIA, TPOTIAHMIIA, OKCA30IMIUNHOHMUIIA K TOMOTPOIIaHUIIA.

10. Coenunenue no 1.1, umeromiee Gopmymy (Ib)

Re i e OH
N
—a
N Z N Rz
;o T

R
! o (),

WK ero (papMareBTUICCKU IprueMiieMast Cob,

rae R, mpencrasnser co6oit (C-Cg)anku, apui, 5-24-4ieHHBIH TeTepoapill, COACPKAIINN B KOJIBIE OJHH
WA HECKOJBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O mwmu S, (Cs;-Cg)uuknoankui, rerepouuknmia, NRgR;; wim
OR g, T/I€ aNKWII, apwl, MUKIOATKWI U TeTEPOLIUKIINIT He00sI3aTeIbHO 3aMeIIeHbI OHIM HiTh Oostee Rg;

R4 mpencrasnsier coboit (C-Cg)ankmi, (Co-Cs)ankunenapwi, 5-24-41€HHBIH TeTepoapuil, ConepKani B
KOJIbIIE OJTMH WJIM HECKOJILKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmm S, (C;-Cg)rmknoankun, CD; uim retepo-
UKITAI, TIIE apyJl, TETEPOApHII, TETSPOIMKIIAI M IIUKJIOAIKIIT He00s3aTeTbHO 3aMeIeHbI OHUM Wit Ooliee Rs;

Rs mpencrasisetr codoit H, (C;-Cg)ankm, (C,-Cy)ankenun, (C,-Cy)ankunmi, (C;-Cg)amkoxcu, (C;-Cq)ramo-
reHaskwI, (C;-Cy)raoreHaIKOKCH HITH TaJOTeH; W

R¢ HezaBucumo mpexacrasiser coboit H, D, ramoren, CN, NR;Ryg, (Ci-Cg)ankmi, (C;-Cy)amkokcu win
OH;

R; mpencraBmser coboir H, D, (C;-Cg)amkun, (C,-Cq)amkenmin, (C,-Cy)ankuumin, (C;-Cg)ankokcu,
(C;-Cg)ramorenankmn, (C;-C¢)raqoreHaaKoOKCH, TallOTCH, apwi, 5-24-4JCHHBIA TETEPOAPHUII, COJCPKAIIUA B
KOJIBIIC OJIFH MJIM HECKOJBKO reTepoaTtoMoB, BeIOpaHHbEIX U3 N, O wnu S, CN wiu NR R, rae apun u rerepoa-
pHIT HeoOs3aTeTLHO 3aMeIeHbl OMHUM WitH OoJiee R ;
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Kaxaplii Rg HezaBucumo B Kaxmom ciaydae BoiOpan u3 D, (C;-Cg)ankmna, (C,-Cg)ankokcu, (C;-Cg)ra-
norenankuna, (C;-Cg)ramorenankokcu, (C;-C;)ankmneH-O(C;-Cq) ankmna, (Cy-C,)ankmnenapuna, (Cy-Cy)an-
KHJIEH-5-24-4JICHHOTO TeTepoapmiia, COIEPKalero B KOJIbIe OAMH MU HECKOJIBKO T€TepOaTOMOB, BHIOPAHHBIX
3 N, O umn S, (C;-Cg)umkmnoankwmia, rereporukimna, (Co-CyankmneH-O-apmna, (Cy-C,)ankunen-0-5-24-
YJICHHOTO TeTepoapuia, COAEPKallero B KOJIbIIe OJUH MM HECKOJBKO TeTEPOaTOMOB, BRIOpaHHBIX U3 N, O min
S, O-(C;3-Cg)uukmoankuia, S-5-24-4J1€HHOTO reTepoapuiia, CoOACPKAIIero B KOJbIE OJUH MM HECKOJIBKO TeTe-
poatomoB, BeIOpaHHBIX M3 N, O mma S, ranorena, CN, C(O)R,;, CO(O)R;y, C(O)NR;oR;;, S(O)qRio,
S(O)qNRI()R]], NRlos(O)qul, (Co-C3)aHKHHeH-NRloR11, NR]()C(O)RH, NR10C(O)C(O)R11, NR10C(O)NR10R11 NI
OH, rae anmku, alnKuieH, apuil, TeTePOAPIIT U TETEPOLUKIII HEOO3aTeIIHHO 3aMEIICHBI OJTHIM HiH Ooliee Ry;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HA COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
Heo0s3aTeIbHO 3aMeIleHHOe OJHUM Wi Oosiee Ro; mim nBa Ry cCOBMECTHO, KOTIa HAXOAATCS Ha COCETHUX aTo-
Max Yriiepoja, o0pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
reTepoaToMoB, BEIOpaHHBIX u3 N, O win S, Heo0sA3aTeIBPHO 3aMEIICHHOE OJHUM MK Oojee Ro, wmu nBa Rg co-
BMECTHO, KOTJla HAaXOJIATCS HAa COCCIHUX aToOMaX yriiepoia, o0pa3yIoT TeTepOLUKIMIFHOE KOIBI0, HEoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WiH OoJiee Ro;

Kaxaelid Ry He3aBucumo B kaxkaoM ciydae BeiopaH u3 D, (C;-Cy)ankmna, (C,-Cq)ankokcn, (C;-Cg)iiuk-
JIOAJIKWJIa, TraJIor¢Ha, apuia, OH, CN, C(O)R](), C(O)NRI()RU, NR]()C(O)RU, NR10R11, S(O)quo, S(O)qNRI()R]l,
NR(S(O)¢R11, 0kxco, O-apuna umu O-5-24-471eHHOTO reTepoapuia, CoOAepKamero B KOJbLE OJWH HIIM HECKOJIb-
KO TeTepoaToMoB, BbIOpaHHBIX u3 N, O wim S, TIie aJKWI, apuil U IUKIOATKII Heo0sS3aTeIbHO 3aMeIIeHBI OJ1-
HUM WK Ooyiee 3aMecTUTENSIMH, He3aBucUMO BbIOpaHHBIMH U3 (Ci-Cg)amkumna, (C;-Cg)amkokcu, (C;-Cq)rano-
reHalkuia, rajorena, apuna, NR;,C(O)R;s, NR4S(O)4R s, OH umn CN;

win Ba Ry cOBMECTHO, KOTJ]a HAXOMATCS HAa COCCIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCETHHX aTOMax yriepoja, 00pa3yroT 5-24-dJeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKaIlee OMUH I HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry
COBMECTHO, KOTJIa HAXOJIATCSA HA COCETHIX aToMax yriepona, 0opa3yrot (Cs;-Ci()IMKIOaTKAIBHOE KOJIBIIO;

Kaxaeli Rjp m R;; He3aBucumo B kaxkmom ciydae BbIOpaH m3 H, (Ci-Cg)ankumna, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)ankuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuiaeHreTepoIuKinia,
(Cy-C,)ankunen-5-24-4IeHHOTO TeTepoapmiia, COAEPIKAIIETO OWH WIIM HECKOJIBKO T€TEPOaTOMOB, BHIOPAHHBIX
n3 N, O wim S, uimu CN, r1e amkui, IKSHI, aIKUHII, aTKWICH, [UKIOAKII, TETEPOIUKIINI, apyil U TeTepoa-
pHIT HE0OS3aTEeTLHO 3aMEIICHBI OJHIM HITH 00Jiee 3aMEeCTUTEISIMY, He3aBUCHMO BeIOpaHHBIMU U3 (C-Cg)ankuma,
(C-Cg)anxoxcwu, (Ci-Cg)ranorenankuna, (C;-Cq)ramorenankoxcu, (C;-Cg)Iukioankuia, TeTepouKInia, apuia,
S(0)(Cy-Cs) anxuna, S(O){NR4R;5, NR14R s, NR14C(O)R s, ranorena, OH umu CN;

w Ry 1 Ry; cOBMeCTHO 00pa3yroT reTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amecTuTensaMu, BEIOpaHHbIMU U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpaH u3 D, (C-Cg)ankuna, (Ci-Cy)ankokcu, (C;-Cq)rano-
rerankmia, (Cs;-Cg)uuknoankuna, apuia, 5-24-4JIeHHOTO reTepoapiiia, COAepKallero B KOJbIC OJUH TN He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHbIX U3 N, O wmn S, O-apmiia, O-5-24-4jeHHOTO TeTepoapuiia, CoAEpKaliero B
KOJIBIIE OJMH WJIM HECKOJBKO reTepoaToMoB, BeIOpaHHBIX W3 N, O wmmu S, O-rereponmiimna, O-(C;-Cg)uk-
JIOAJIKHJIA, S(O)quo, (CHz)pC(O)ORlo, C(O)NR]4R15, S(O)qNR14R15, NR]4R]5, NR14C(O)NR14R15,
NR14C(O)OR10, NR14SOqR10, NR14COR10, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apHH)z, -SiMe3, SF5 nim OH,
T7e aJKuJI, apyil, TETEPOaPIT ¥ MUKJIOAIKIIT HE00s3aTeTbHO 3aMEIIeHbI OJHUM HiTH Ooiee Rs;

Kaxaeld R;; HezaBucmMo B Kaxaom ciiydae BeiOpaH w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(C;-Cg)ankokcu, ranorena, (C;-Cg)ramorenankokc, (C;-C¢)ruIpoKkcuankmia, TeTepOolHKInIa, 5-24-4IeHHOTO
reTepoapuia, COACPKaIero B KOJBIE OJUH WIH HECKOJIBKO TeTepoaToMOB, BEIOpaHHBIX U3 N, O mwiu S, apuna,
ORys;, C(O)Rys, C(ONRRys, NRusRys, S(O)gRis, NR1sS(O)Ris,  S(O)NRusRys, NRzC(O)NR4R;s,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLIMKIIMII W TETepoapwyi 3aMeIICHbl OJHHM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HAaXOATCS Ha COCEIHUX aToMax yriepoja, 00pa3yloT TeTepOlUKINIbHOS
KOJIBIIO, HEOOSM3aTeIbHO 3aMEIIeHHOe OTHUM HIIH Oosee Rq; mwim nBa R;3 coBMecTHO, KOrma HaXoAsITCs Ha CO-
CEJHMX aToMax yriepoiaa, o0pa3yroT 5-24-4jeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJIbIE OTUH FITH
HECKOJIBKO TeTepOoaTOMOB, BEIOpaHHBIX U3 N, O wimm S, HeoOs3aTebHO 3aMeIIeHHOe OTHUM WiH Oosee R q; mmu
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, o0pasyioT 3-12-ulieHHBIA CITUPOTeTepo-
IUKITAI, COIEP KA OJIMH UITH HECKOJIKO TeTepOaTOMOB, BRIOPAHHBIX M3 KUCIOPO/Ia, a30Ta WA CEePhI, HE0Os-
3aTeJIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uuknoankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)amkuieHapuna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO TeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e anKui, aKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIMKIII, apHi U TeTepoa-
PHWIT HeOOsI3aTEeIHHO 3aMEIICHBI OHUM it Oomee Rig;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBI0, HEO0S3aTENhbHO 3aMEIICHHOE OJTHUM FITH
ooiee Ryq;
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KaxIplii Rjg He3aBucuMo B Kaxknom ciydae BeiOpaH m3 D, (C;-Cy)amkuna, (C,-Cg)ankenmna, (C,-Cg)ain-
kunamia, (Ci-Cg)ranorenankuia, (C;-Cy)anmkoken, (C;-Cg)ranorenankokcu, C(O)(C;-C;)ankmma, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(0)¢(C,-Cs)anxuna uma OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yriepojaa, o0pas3yloT apHiIbHOE KOJIBIIO;
nnm aBa Rig COBMECTHO, KOT1a HaXOJIATCS Ha COCEIHUX aToMax yrieposa, o0pa3yioT 3-12-uieHHoe cruporeTe-
POLMKJIMIBLHOE KOJBIIO, COAEpIKaIlee OJWH WJIM HECKOJIBKO TeTepOaTOMOB, BBIOPAHHBIX W3 KHCIOPOJIa, a30Ta
WM CEPBI;

Kaxaelid R 7 1 R g HE3aBHCHMO B KaskoM ciydae npezactapisieT codoit H nmm (C-Cg)anmkmi;

ppasen 0, | umu 2; u

Kaxplil q paseH 0, 1 nnu 2,

I'JIe KaXIbIi april He3aBHCUMO BBIOpAH M3 TPYIIIBI, COCTOsIICH U3 (eHma, Ondennna, HadTHIa, aHTpalle-
Hua, GeHaneHmna, peHaHTpeHWIA, UHAAHIIA, WHACHWIA, TeTparuapoHadTaInHeHIIA, TeTParuapoOecH30aHHY-
JICHUIIA; U

KaX/IBI TETCPOLUKIIII HE3aBUCHUMO BEIOPAH M3 TPYIIIBI, COCTOSAIICH W3 OKCETaHMIIA, a3CTaJiHIIIA, TeTpa-
ruapodypaHmIa, TETParuaIpONUpaHIiia, TUPPOIUINHATA, OKCA30JUHIIIA, OKCA30IUANHIIIA, THA30JUHIIIA, THA-
30JIMIMHUTIA, TTUPAHNIIA, THOTMPAHIIIA, TETPATHAPOTIMPAHIIIA, THOKCATHHIIIA, TUTIEPUINHIIIA, MOPPOIUHIIIA,
THOMOP(OIMHIITIA, THOMOP(OIHHAN S-OKCHIa, THOMOP(OIHMHIIT S-THOKCUIA, TIUIIepa3sUHUIA, a3eUHIIIA, OK-
CENMHIIIA, THAa3CeMHIIIA, TPOTIAHWIIA, OKCA30IMINHOHMUIIA K TOMOTPOIIaHUIIA.

11. Coenunenue 1o 1.1, umerorniee d)opMygy 9]

OH
N
‘D )Ab
= N Ro
N N Sxi
N I
o)

| >
(Re2)r (Io),

WM ero (papMareBTUIeCKH puemMiieMas Collb,

rae X, npeacrasisieT coboit C, S mmm S(O);

Y npencrasnsiet coboit CH nmu N;

R, mpencrasmsieT coboit (C;-Cg)ankwn, apu, S-24-4JIeHHBINA TeTepOapuil, COJAEPIKAIINA B KOJBIE OJUH TN
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuiinmi, NRoR; umu ORyy,
TJIe aNTKWJI, apwil, IIUKIOATKII U TeTSPOIUKIIIII HE0OI3aTeIbHO 3aMEIICHBI OTHUM WK Oosee Rg;

Kaxabelii Rg HesaBucuMo B kaxaoM ciydae BeiOpaH u3 D, (C;-Cg)ankuia, (C;-Cg)ankokcu, (C;-Cq)rano-
rerankuia, (C;-Ce)ramorenankokc, (Ci-Cs)ankmien-O(C,-C¢) ankuna, (Cy-Cy)ankunenapuna, (Cy-Cy)aakuieH-
5-24-4JIeHHOTO TeTepoapuiia, COACPIKAIICTO B KOJBIIC OJUH WM HECKOJIBKO FeTepOaTOMOB, BEIOpaHHBIX U3 N, O
nm S, (C;-Cjp)mmknoankwia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapuia, COACPXKAIIEero B KOJIBIIE OJMH WM HECKOJBKO TI'eTepoaToMoB, BeIOpaHHBIX 3 N, O wim S,
O-(Cs-Cy)mukmoankuia, S-5-24-4JIeHHOTO TeTepoapuiia, COIEPIKAIETo B KOJIbIIE OJWH WA HECKOJIBKO T€TepoaTo-
MoB, BbIOpaHHbIX M3 N, O mmu S, ranorena, CN, C(O)R,y, CO(O)R;5, C(O)NRoR;;, S(O)qR19, S(O)gNR R},
NRoS(O)¢R11, (Co-Cs)ankmnen-NRgR;;, NR(C(O)R;;, NR;(C(O)C(O)R;1, NRj(C(O)NR (R}, -P(O)((C;-Ce)an-
Kui),, -P(O)(apmi),, -SiMe;, SFs mmu OH, Tae ankw, akuiieH, apuil, TeTepoapuil U TETEPOIUKITII HE0OsI3aTeITHHO
3aMeIleHbl OMHUM WK 6oiiee Ro;

win Ba Ry cCOBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
Heo0s3aTeIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mim nBa Ry cCOBMECTHO, KOTIa HaXOAATCS Ha COCETHUX aTo-
MaXx Yriiepoja, 00pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
reTepoaToMoB, BEIOpaHHEIX u3 N, O win S, HeoOsI3aTeIbHO 3aMEIICHHOE OJHUM WiH Oonee Ro; mmu nBa Rg co-
BMECTHO, KOTJla HAaXOJIATCS HAa COCEIHUX aToMaX yriiepoia, o0pa3yIT reTepOLUKIMIFHOE KOIBI0, HEoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WtH OoJiee Ro;

Kaxaelii Ry He3aBucumo B kaxaoM ciydae BeiOpaH u3 D, (C;-Cy)ankmna, (C,-Cq)ankokcn, (C;-Cg)iiuk-
JIOAJIKWJIa, TaJIor¢Ha, apu’ia, OH, CN, C(O)R](), C(O)NRI()RU, NR]()C(O)RU, NR10R11, S(O)quo, S(O)qNRI()R]l,
NR4S(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COAEPIKaIIero B KOJbIE OJWH WM HECKOJIBKO TeTepoaToMoB, BeIOpanHbIX U3 N, O wm S, tae an-
KWJI, apyil ¥ [UKJIOAIKIII HE00s3aTeIbHO 3aMeIleHbl OTHIM WK 00Jiee 3aMECTHTEISIMHU, HE3aBUCUMO BBIOpaH-
weiMu w3 (Ci-Cglankmma, (Ci-Cy)amkokcu, (C;-Cg)ranorenankmia, ranoreHa, apmia, NR;,C(O)R;s,
NR4S(0)¢R15, OH nmu CN;

win Ba Ry cOBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aTOMax yriiepoia, o0pa3yrT apHiIbHOE KOJBIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HA COCETHUX aTOMax yriepoja, 00pa3yroT 5-24-dJeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKaIlee ONUH I HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry
COBMECTHO, KOTJ]a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IMKI0OaTKHIBHOE KOJIBIIO;
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kaxaelii Rjy m Ry HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmienapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuia, (Co-Cy)alKuIeHTeTepOIIKIIIA,
(Cy-C,)ankunen-5-24-4IeHHOTO TeTepoapmiia, COAEPIKAIIETO OWH WIIM HECKOJIBKO T€TEPOaTOMOB, BHIOPAHHBIX
n3 N, O wim S, uimu CN, r1e amkui, aIKSHI, aTKUHII, aTKWICH, [UKIOAKII, TeTEPOIUKIINI, apyil U TeTepoa-
pHIT HE0OS3aTeTLHO 3aMEIICHBI OJHIM HITH 00Jiee 3aMEeCTUTEISIMY, He3aBUCHMO BeIOpaHHBIMU U3 (C-Cg)ankuma,
(C-Cg)anxoxcwu, (Ci-Cg)ranorenankuna, (C;-Ce)ramorenankokcu, (C;-Cg)Iukioankuiia, TreTeporuKInia, apuia,
S(O)q(CI-C3) aJIKuJia, S(O)qNR14R15, NR]4R]5, NR14C(O)R15, TaJIOTrCHa, OH unn CN,

ni Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTENhbHO 3aMEIICHHOE OJTHUM FUITH
Oonee 3amecTuTensaMu, BEIOpaHHbIMA U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

Kaxabelii R, HezaBucuMo B KaxaoM ciydae BeiOpan u3 D, (C-Cg)ankmna, (Ci-Cy)ankokcu, (C;-Cq)ramno-
rerankmia, (C;-Cg)uuknoankuna, apuia, 5-24-4JIeHHOTO reTepoapiiia, COAepiKallero B KOJbIC OJUH N He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHbIX U3 N, O wmn S, O-apmia, O-5-24-4jeHHOTO TeTepoapuia, CoAEpKaliero B
KOJIBIIC OJIMH WU HECKOIBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O mmu S, O-rereporurnmia, O-(C;-Cg)uuk-
JIOAJIKHJIA, S(O)qu(), (CHz)pC(O)ORIQ, C(O)NR14R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR14C(O)OR10, NR14SOqR10, NR14COR10, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apHH)z, -SiMe3, SF5 nim OH,
T7Ie aJKWJI, apyil, TETEPOaPIT ¥ MUKJIOAIKIIT HE00s3aTeTbHO 3aMeIIeHbI OJHUM HUiTH Ooiee Rs3;

Kaxaelid R;; HezaBucmMo B Kaxkaom ciiydae BeiOpaH u3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-C¢)ruapokcHalikuia, TeTepOoIuKInIa, 5-24-4JIeHHOTO
reTepoapuia, COIEPKaIlero B KONbIe OJWH WIIM HECKOJIBKO TreTepoaToMoB, BEIOpaHHbIX 3 N, O niu S, apuia,
ORy;, C(O)Ry, C(O)NRy4Ris, NRygRis, S(O)Ris, NR;4S(O)¢Ris, S(O)(NR4R;s, NRj4C(O)NR4R;s,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLMKITIII ¥ TETePOapIII 3aMEIICHBI OJTHUM HJIH 00JIee 3aMECTHTEIISIMU, He3aBUCUMO BeIOpaHHBIMU 13 (C-Cq)an-
KuJa, NR14C(O)R15, OH, CN, C(O)R14 HIINn NR14R15;

win aBa Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCENHUX aToMax YIiepoja, 00pa3yroT TeTepOIMKIMIEHOS
KOJIBIIO, HEOOS3aTEIbHO 3aMEIeHHOE OJHUM MK Oosee Rq; win naBa R;3 coBMecTHO, KOT/Ia HAaXOAATCS Ha CO-
CEJHMX aToMax yriepojaa, o0pa3yroT 5-24-4jIeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJbIE OTUH TN
HECKOJIBKO TeTepOoaTOMOB, BEIOpaHHBIX U3 N, O wim S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmun
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, oopasyioT 3-12-ulieHHBIA CITUPOTreTepo-
IIUKITAI, COIEP KAIAA OJIMH UITH HECKOJIKO TeTepOaTOMOB, BRIOPAHHBIX M3 KUCIOPO/Ia, a30Ta WIIH CEePhI, HE0Os-
3aTeJIbHO 3aMEIEHHbBIH OHUM UiIu 0oitee R ¢;

Kaxaeld Ry m Rys HesaBucumo B kaxkmom ciydae BbeIOpaH w3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunamna, (C;-Cy)amkunen-(C;-Cg)mknoankuna, (Cy-Cy)ankunenrerepormkinmia, (Cy-C,)ankuincH-
apmwia, (Cy-C,)ankuneH-5-24-4JIeHHOTO TeTepoapuiia, COIEPKAMETO OJUH WIA HECKOJBKO IeTepOaTOMOB, BhI-
opansbix u3 N, O win S, wim CN, T1e anKuil, aJKeHU, aTKUHII, aTKWICH, [IUKIOATKUII, TETCPOIUKITUIL, apul U
reTepoapui Heo0A3aTeIFHO 3aMEIICHBI OJTHUM WiH Oouee Ryg;

w R4 1 Ri5 COBMeCTHO 00pa3yIoT TreTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
ooiee Rq;

KaXIblid R ¢ HE3aBUCUMO B KaxaoM ciaydae BeiOpaH u3 D, (C,-Cg)amkuna, (C,-Cy)ankenmna, (C,-Cg)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankoxcu, (C,-Cq)ranorenankokcu, C(O)(C,-Cs)ankmna, NHC(O)(C,-Cy)ain-
kuna, CN, CH,CN, okco, S(O)4(C,-Cg)ankuna unu OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOATCS Ha COCETHUX aToMax yriepojaa, o0pas3yloT apHiIbHOE KOJIBIIO;
nnm 1Ba Rig COBMECTHO, KOT1a HaXOJIATCS Ha COCEIHUX aToMax yrieposa, o0pa3yioT 3-12-uieHHoe cruporeTe-
POLMKITMIIBHOE KOJIBIIO, COJACpIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIODAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

ppasen 0, | umu 2; u

kaxnplil q pased 0, 1 unu 2; u

rpased 1,2, 3,4 nm 5,

I KaXIbIi april HE3aBHCUMO BBIOpAH M3 TPYIIIBI, COCTOsIICH U3 (eHma, Ondennna, HadTHIa, aHTpalle-
HWIa, (eHanennna, GeHanTpeHwnIa, HHIaHWIA, HHACHWIIA, TeTParuApoHapTAIMHEHWIA, TETPAruIpOOSCH30aHHY-
JICHUIIA; U

KK TETEPOIUKINI HE3aBUCUMO BBIOPAH U3 TPYIIIBI, COCTOSIIEH U3 OKCETaHMIIA, a3eTaANHIIIA, TETpa-
ruapodypaHmIa, TeTParuaIpONUpaHiia, TUPPOTUINHNAIA, OKCA30JUHIIIA, OKCA30IUANHIIIA, THA30JUHIIIA, THA-
30JIUIMHATIA, TTUPAHWIIA, THOTMPAHIIIA, TETPATHAPOTIMPAHIIIA, THOKCATHHNIIA, TUTIEPUINHIIIA, MOPPOIUHIIIA,
THOMOPOJIMHIIA, THOMOP(OTHHNAT S-OKCHIa, THOMOP(OIMHIIT S-THOKCUIA, TUIIepa3sUHUIA, a3elUHIIA, OK-
CEeTMHWIIA, TUA3CTTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

12. Coeaunenwue 1o 1.1, mmeroriee popmyny (Id)
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O
OH
/ | J‘
/N N/ N\ (RZ
™ l
e
(R12)r (1d),

WK ero (papMareBTUICCKU IpueMiieMast Cob,

rae X, npeacrasiset coboit C, S umu S(O);

Y npencrasnset co6oit CH mmm N;

R, mpencrasnsier coboit (Ci-Cg)ankmi, apui, 5-24-4IeHHBINA TeTepOoapuil, COACPKAIIUN B KOJBIIE OJUH WITH
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuiinmi, NRoR; umu ORyy,
T/€ KW, apuil, IIUKIOATKWII U TEeTEPOLUKIINI HeoOs3aTeIbHO 3aMeIIeHbI OMHIM HiTu Ootee Rg;

Kaxaplid Rg He3aBHcHMMO B KaxaoMm ciaydae BbiOpaH m3 D, (Ci-Cg)amkmmna, (C;-Cg)ankokcn, (C-Cq)ra-
noreHankmna, (C;-Cg)ranmorenankokcy, (C;-Cs)ankunen-O(C-Cg)amkumna, (Co-Cyankunenapuna, (Cy-Cy)an-
KHJIEH-5-24-4JICHHOTO TeTepoapmiia, COIEpKalero B KOJIbIe OAMH MU HECKOJIBKO T€TepOaTOMOB, BHIOPAHHBIX
3 N, O umn S, (C;-Cg)umkmnoankwmna, rereporukimna, (Co-CyankmneH-O-apmna, (Cy-C,)ankunen-0-5-24-
YJICHHOTO TeTepOapmIIa, COEPIKAINETo B KOJIbIIE OJIMH FJIH HECKOJIBKO TeTepOoaToMOB, BEIOpaHHBIX U3 N, O mwin S,
O-(C;5-Cg)rukmnoankmia, S-5-24-4JIeHHOTO reTepoapuia, COIEpKallero B KOJIbIE OJUH WIM HECKOJIBKO TeTepoaTo-
MOB, BbIOpaHHBIX M3 N, O mmu S, ranoreHa, CN, C(O)R;y, CO(O)R;y, C(O)NRoR;;, S(O)qR;9, S(O)qNR;oR;y,
NR;(S(O)qR11, (Co-Caankunen-NR R, NR;jpC(O)R;;, NR;(C(O)C(O)R;;, NR;(C(O)NR R}, -P(O)((C,-Ce)an-
KW),, -P(O)(apmn),, -SiMes, SFs win OH, re ankui, ankuiieH, apiil, TeTepoapril U TeTePOIMKIII He00s3aTeIbHO
3aMeIeHbI OHUM WU 6oJiee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
HeoO0s3aTeNTbHO 3aMeleHHOe OHUM Win Oosiee Ro; mim 1Ba Ry coBMECTHO, KOTIa HAXOMSITCA Ha COCETHUX aTo-
Max yriepojaa, o0pa3yioT 5-24-4jIeHHOe TreTepoapuiIbHOe KOJIBIIO, CoAepkKallee B KOJbIIEe OJUH MW HECKOJIbKO
reTepoaToMoB, BeIOpaHHBIX 3 N, O mim S, HeoOs3aTeIbHO 3aMeleHHoe oTHUM win Oostee Roy; mmm nBa Rg co-
BMECTHO, KOT/Ia HaxOJfTCS Ha COCETHUX aToMax yriepojaa, o0pa3ylioT TeTepOlrKIHNIbHOE KOJbIO, HeoOs3a-
TEJIHHO 3aMEeIeHHOe OJTHUM WH OoJiee Ro;

Kaxaelid Ry He3aBucuMo B kaxkaoM ciydae BeiOpaH u3 D, (C;-Cy)ankmna, (C,-Cq)ankokcn, (C;-Cg)iimk-
noankuna, ranoreHa, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR;(C(O)R;, NRoR 1, S(O)¢R 19, S(O)gNR; R,
NR4S(O)¢R11, 0kco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN unu O-5-24-unenHoro re-
Tepoapuiia, COACPIKAIIETO B KOJIBIC OJUH HIH HECKOJIBKO TeTepPOaTOMOB, BRIOpaHHEIX U3 N, O unmu S, rie ankui,
apwil U MUKIOANKHI HEOOS3aTeIbHO 3aMCIICHBI OJHUM WA 0OJiee 3aMECTHUTEIIIMHU, HE3aBUCUMO BHIOPAHHBIMU
u3 (C;-Co)ankuna, (C;-Cq)ankokcu, (C;-Cq)ranorenankuna, ranoresa, apuna, NRj4C(O)R;s, NR4S(0)¢R;5, OH
nin CN;

wik aBa Ry coBMecTHO, KOTJa HAaXOJATCS HAa COCEHHUX aToMax yriepoja, o0pa3yloT apuibHOE KOJIBIIO;
wi JaBa Ry COBMECTHO, KOTJ]a HAXOJATCS HA COCEIMHUX aToMax yIiiepojia, o0pasyioT 5-24-diieHHOe TreTepoa-
PWIBHOE KOJIBIIO, COMEpIKalee ONUH MM HECKOJIbKO TeTepoaToMoB, BhIOpaHHBIX M3 N, O mmu S; mwin nBa Ro
COBMECTHO, KOTJ[a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IMKI0OaTKHUIBHOE KOJIBIIO;

Kaxaeli Rjp m R, He3aBucumo B kaxkmom ciydae BbeIOpaH m3 H, (C;-Cg)amkuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmienapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuina, (Co-Cy)alKkuiIeHreTepOIUKIIIA,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOAKIII, TETEPOIMKIII, apHI U TeTepoa-
PWIT HEOOsI3aTeIHFHO 3aMEIICHBI OJJTHUM WK 00Jiee 3aMEeCTUTEISIMU, He3aBUCHMO BEIOpaHHBIMHE U3 (C;-Cg)ankua,
(C;-Cg)ankokcu, (Ci-Cy)ranorenankmia, (C;-Cq)ramorenamkokc, (C;-Cg)IIUKIOaNKIIa, TeTCPOLIUKIIIA, apUIIa,
S(0)(Cy-Cs) anxuna, S(O){NR4R5, NR14R s, NR14,C(O)R s, ranorena, OH umu CN;

nii Rip 1 Rj; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEO0S3aTEhbHO 3aMEIICHHOE OJTHUM FITH
Oonee 3amecTHTENSIMU, BRIOpaHHBIME 13 0Kco, C(O)(C,-C;)amkuna mwiu NR 4R s;

Kaxaelid R, He3aBHCcHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cq)ankuina, (C;-Cq)ankokcu, (C,-Cq)rano-
renankmna, (C;-Cg)uukmoaskuna, apmia, 5-24-4JIeHHOTO TeTepoapuia, COAEpKallero B KOJbIE OAUH WA He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHBIX W3 N, O wiu S, O-apuna, O-5-24-4j1eHHOTO TeTepoapuiia, COAePIKaIero B
KOJIBIIC OJIMH WU HECKOIBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O wmmu S, O-rereporurnmia, O-(C;-Cg)uuk-
JIOAJIKHJIa, S(O)qu(), (CHz)pC(O)ORIQ, C(O)NR14R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR4C(O)OR 5, NR14SO¢R 9, NR4COR, ranorena, -P(O)((C,-C¢)ankun),, -P(O)(apun),, -SiMes, SFs unu OH,
TJIe aITKWJI, apwil, TETSPOApPIIT U UKIIOAIKIIT He00s3aTeIbHO 3aMEICHBI OTHUM Win Oonee Rs3;

Kaxnaplii R;; HesaBucuMo B KaxaoMm cimydae BeiOpan w3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C;-Cg)ankokcu, ranorena, (C;-Cg)ranorenankokc, (C;-C¢)ruapoKkcuankmia, TeTepolrKInIa, 5-24-4IeHHOTO
reTepoapuia, COIEPKaIIero B KOJNbIe OJWH WIIM HECKOJIBKO TeTepoaToMoB, BEIOpaHHbIX 3 N, O nimm S, apuina,
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ORys;, C(O)Rys, C(ONRRys, NRusRys, S(O)gRis, NR1sS(O)Ris,  S(O)NRisRys, NRjzC(O)NR4R;s,
NR4C(O)OR;s, -P(O)((C-Cg)ankmin),, P(O)(apmn),, -SiMe;, SFs mim CN, rae aikui, [MUKIOaTKWI, apuil, TeTe-
POLMKJIMI W TeTepoapui 3aMelIeHbl OJHUM WX Oojiee 3aMECTHTESIMH, HE3aBHCHUMO BBIOpAaHHBIMH W3
(CI-C6)EUIKI/IH3., NR14C(O)R15, OH, CN, C(O)R]4 nim NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HaXOIATCS Ha COCEIHUX aToMax yriepoja, o0pa3yloT TeTepOlUKINIbHOS
KOJIBIIO, HEOOSM3aTeIbHO 3aMeleHHOe OHUM HIIN Oosee Rq; mwim mBa R;3 coBMecTHO, KOra HaXOAsITCsS Ha CO-
CEJHMX aToMax yriepoiaa, o0pa3yioT 5-24-4jIeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJbIE OTUH FIIH
HECKOJIBKO Te€TepOoaTOMOB, BEIOpaHHBIX U3 N, O wim S, HeoOs3aTenbHO 3aMeIeHHOe OJTHUM WiH Oostee R q; mmu
IBa Rj; COBMECTHO, KOTZIa HaXOJATCS HA COCEIHUX aTOMaX yriiepoia, o0pa3yroT 3-12-4iieHHBIH cnuporeTepo-
UK, COJICPIKAIIUI OJTMH MM HECKOJIKO TeTEPOaTOMOB, BEIOPaHHBIX M3 KUCIOPO/a, a30Ta HIIH CePhI, HEOOs-
3aTeJIbHO 3aMEIleHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)ankuieHapmna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO TeTePOaTOMOB, BHIOPAHHBIX
n3 N, O wim S, uimu CN, r1e amkui, aIKSHI, aTKUHII, aTKWICH, [IUKIOAKII, TeTEPOIUKIINI, apyil U TeTepoa-
pHIT HeoOs3aTeTLHO 3aMelleHbl OMHUM WiTH Ooiiee R ¢;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponuKIMIbHOE KOJIBI0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FUITH
ooisee Rq;

Kaxapii Rjs He3aBuCcMMO B KaxmoMm ciydae BeIOpaH u3 D, (C;-Cy)amkmma, (C,-Ce)amkenuna, (C,-Cg)an-
kunmna, (C,-Cg)ranorenankuina, (C,-Cq)amkorcu, (C;-Cq)ramorenankokcu, C(O)(C;-Cs)amkuna, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(O)y(C;-Co)ankuna, umn OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS Ha COCCIHHUX aToMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMax yriepoja, o0pa3yroT 3-12-uieHHOe CIuporeTe-
POLMKIIMIIBHOE KOJIBIIO, COJACpIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPHI;

ppasen 0, 1 wiu 2; u

Kaxpli  paseH 0, 1 wmm 2; u

rpaseH 1, 2,3, 4 wm 5,

/i€ KOKIIBI april He3aBUCUMO BBIOPAH U3 TPYIIIEI, cocTosmed u3 Genmna, ondennna, HapTHIIA, aHTpaIe-
HWIa, (eHaneHnna, GeHanTpeHnIa, HHIaHWIa, HHACHWIA, TeTparuApoHapTAIMHEHUIA, TETPAruIpOOSCH30aHHY-
JICHUIIA; U

KaX/IbI TETCPOLUKIIII HE3aBUCHUMO BBIOPAaH W3 TPYIIIBI, COCTOSAIICH W3 OKCETaHMIIA, a3CTaiHIIA, TeTpa-
runpodypaHmuia, TeTParuApONUPaHUIIa, THPPOIUANHIIIA, OKCA30JIMHIIIA, OKCA30IUANHIIIA, THA30INHIIIA, THA-
30JIMIUHUIIA, MUPAHWIIA, THOMMPAHWIIA, TCTPATUAPONUPAHIIIA, THOKCATHHWIIA, TUICPUANHIIA, MOPPOIHMHIIA,
THOMOP(HOITMHIIIA, THOMOP(QOIHHIIT S-OKCHIa, THOMOP(GOIHMHII S-THOKCH/IA, TTUIICPA3HHNIIA, a3eMUHIIIA, OK-
CEeTMHWIIA, TUA3CTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

13. Coeaunenue mo 1.1, umeroree popmyy (Ie)

Re O Rs R5'R1
\/N N/ N\X 1/ R
S o

WM ero (papMareBTUIeCKH puemMiieMas Colib,

rae X, npeacrasisier codoit C, S mmm S(O);

R, mpencrasmsier coboit H, D, OH, SH, NH,, NH(C,-Cy)ankun, N((C,-C,)ankun), wim F;

R, mpencrasnser coboit (Ci-Cg)ankmi, apui, 5-24-4IeHHBINA TeTepoapuil, COACPKAIIUN B KOJBIIE OJUH WITH
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuiinmi, NRoR, umun ORyy,
TJIe aNTKWJI, apwil, IIUKIOATKII U TeTSPOIUKIIIII HEOOSI3aTeIbHO 3aMEIICHBI OTHUM HiH Ooiee Rg;

Rs u Rs HeszaBucumo mpencraBisitor coboit H, D, (Ci-Cy)amkun, (C,-Cg)ankenun, (C,-Ceg)ankuHm,
(C;-Cg)ankokcn, (C-Cg)ramorenankui, (C;-Cg)raJoreHaIKOKCH WU TAIOTCH; WU

Rs5 u Rs coBMecTHO 00pa3yroT (Cs-Cg)IMKIOANKIIBHOE WIIA TETEPOIMKIIMIBEHOE KOJBIIO, HEOOS3aTEIEHO
3aMeIIeHHOe OJHUM WJIM 0oJiee 3aMeCTHTENIsIMH, He3aBUCHMO BBIOpaHHBIMEH U3 Taynorena, CN, (C;-Cq)ankwmia,
OH, CH,0H, (Cy-C,)ankunen-O(C,-Cg)amkuna uimu (Cy-C,)ankmreH-NR 7R jo;

R¢ HezaBucumo mpexactasisier coboit H, D, ramoren, CN, NR ;R 5, (C;-Cylankwmn, (C;-Cg)ankokcu win
OH;

Kaxaplid Rg He3aBHCHMO B KaxaoMm ciaydae BbiOpaH u3 D, (C;-Cgankuna, (C-Cq)ankokcu, (C-Cq)ramo-
renankmna, (C;-Cy)ramorenankokcu, (C;-Cs)ankuneH-O(C;-Cy)ankmna, (Co-C,)ankunenapuna, (Cy-C,)amkumneH-
5-24-4JIeHHOTO TeTepoapuiia, COACPIKAIICTO B KOJBIIC OJUH WA HECKOJIBKO FeTepOaTOMOB, BEIOpaHHBIX U3 N, O
wm S, (C;-Cp)muknoankmia, rereporukimia, (Cy-Cy)amkmnen-O-apmna, (Cy-C,)ankumneH-0-5-24-4neHHOr0
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reTepoapuia, COJCPKAIIET0 B KOJbIIE OJWH FIUM HECKOJNBKO TeTepoaroMoB, BeIOpaHHBIX W3 N, O wmmu S,
O-(C5-Cy)rmkinoankmna, S-5-24-4J1eHHOTO TeTepOapmIIa, COJEPIKAIIEro B KOJIbIIE OANH MIIN HECKOJIBKO IeTepoaTo-
MoB, BbIOpaHHbIX M3 N, O mmu S, ranorena, CN, C(O)R,y, CO(O)R;5, C(O)NRoR;;, S(O)qR10, S(O)gNRgR;j,
NR(S(O)¢R11, (Co-Cs)ankmnen-NRgR;;, NRjjC(O)R;;, NR;(C(O)C(O)R;1, NR;(C(O)NR (R}, -P(O)((C;-Ce)an-
Kun),, -P(O)(apmn),, -SiMe;, SFs wnmm OH, e ankui, amkwieH, apuil, TeTepoapuil ¥ TeTePOLUKINI Heo0s3a-
TEJIHHO 3aMeIeHbl OTHUM Win Oosiee Ro;

nik aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s3aTeNTbHO 3aMeleHHOe OAHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOT/Ia HAXOMSITCA Ha COCETHUX aTo-
Max yriiepoja, o0pa3yroT 5-24-4iieHHOe TeTepOoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
reTepoaToMoB, BEIOpaHHEIX u3 N, O win S, HeoOsA3aTenbHO 3aMEIICHHOE OJHUM WiH Oonee Ro; mmu nBa Ry co-
BMECTHO, KOTJla HAaXOJIATCS HAa COCEIHUX aTOMaX yriiepoia, o0pa3yIOT reTepOLUKIMIFHOE KOIBI0, HEoOs3a-
TeJIbHO 3aMeIIeHHOe OJTHUM WK OoJjiee Ro;

Kaxnaelii Ry HezaBucuMo B kKaxaom ciydae Beiopan u3 D, (C-Cg)ankmna, (C;-Cg)ankokcn, (C;-Cg)mk-
noankuna, ranoreHa, apuna, OH, CN, C(O)R;y, C(O)NR¢R;;, NR;(C(O)R;, NRoR 1, S(O)¢R 19, S(O)gNR; R,
NRS(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COAEPIKaIIero B KOJbIE OJWH WM HECKOJIBKO TeTepoaToMoB, BeIOpaHHbIX U3 N, O wm S, tae an-
KWJI, apyil ¥ [UKJIOAIKIII He0oOs3aTeIbHO 3aMeIleHbl OTHUM WK 0oJiee 3aMECTHTEIISIMHU, HE3aBUCUMO BBHIOpaH-
Heiva w3 (C;-Cglankmma, (C-Cg)amkokcn, (C;-Cg)ranorenankuia, ranorena, apwia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

nin aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yloT apuibHOE KOJIBIIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCETHHX aTOMax yriepoja, 00pa3yroT 5-24-dJeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKAIlee OMUH M HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry
COBMECTHO, KOTJIa HAXOJIATCS HA COCETHUX aToMax yriepona, 0opa3yrot (Cs;-Ci)MKIOaTKAIBHOE KOJIBIIO;

kaxaelii Rjy m Ry, HezaBucumo B kaxaoMm ciydae BeiOpaH u3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmnenapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuia, (Co-Cy)alKuiIeHr eTepOIUKIIIA,
(Cy-C,)ankunen-5-24-4IeHHOTO TeTepoapmiia, COAEPIKAIIETO OWH WIIM HECKOJIBKO TeTEpPOaTOMOB, BHIOPAHHBIX
n3 N, O wim S, umu CN, r1e amkui, aIKSHI, aTKUHII, aTKWICH, [IUKIOAKII, TETePOIUKIINI, apyil U TeTepoa-
pHIT HeoOs3aTeTLHO 3aMEIICHBI OJHIM HITH 00Jiee 3aMEeCTUTEISIMY, He3aBUCHMO BeIOpaHHBIMU U3 (C-Cg)ankuima,
(C-Cg)ankoxcwu, (Ci-Cg)ranorenankuna, (C;-Cg)ramorenankoxcu, (C;-Cg)uukioankuiia, TreTeporuKInia, apuia,
S(O)q(CI-C3) aJIKuJia, S(O)qNR14R15, NR]4R]5, NR14C(O)R15, TaJIOTrcHa, OH unn CN,

nii Rjp 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBI0, HEOOS3aTEIhbHO 3aMEIICHHOE OJTHUM FUITH
Oonee 3amecTuTenaMu, BEIOpaHHbIMU U3 0Kco, C(O)(C;-Cs)ankmia mwim NR4Rs;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uuknoankmia, (Cy-Cy)ankunenrerepouukima, (Cy-Cy)ankuieHapmna,
Co-CjankuneH 5-24-4JIeHHOTO reTepoapuia, COACPIKAIIEro OJWH WM HECKOIBKO TeTepOoaToOMOB, BEIOPAHHBIX U3
N, O wnu S, wim CN, rie ankil, amKeHWI, aTKHHWI, aTKIICH, IUKIOATKII, TETCPOIUKIIUIL, apUI H TEeTePOaAPHIIT
Heo0s3aTeIbHO 3aMeIleHbl OAHUM KIH Ooiee Rg;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEO0S3aTENhbHO 3aMEIICHHOE OTHUM HITH
ooisee Rq;

Kaxapii Rjs He3aBHCcMMO B KaxmoMm ciydae BeIOpaH u3 D, (C;-Cy)amkuma, (C,-Ce)amkenuna, (C,-Ce)an-
kunmna, (C,-Cg)ranorenankuna, (C,-Cq)amkokcu, (C;-Cq)ramorenankokcu, C(O)(C;-Cs)amkuina, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(O)¢(C;-Co)ankuna, unu OH;

win Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCECIHHUX aToMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMax yriepoja, o0pa3yroT 3-12-uieHHOe CIuporeTe-
POLMKIIMIIFHOE KOJIBIIO, COJACPIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

Kax bl Ry; 1 Ry He3aBrCcHMO B Kax oM cirydae npeactasiseT coboit H wmm (C-Cg)ankmr;

ppasen 0, | umu 2; u

Kaxp1i q paseH 0, 1 nmm 2,

IJie KQKIIBIA apyil He3aBUCUMO BBIOPAH U3 TPYIIIEI, cocTosmel u3 Gpenmna, ondennna, HapTHIIA, aHTpaIe-
HUIa, eHanennna, GeHanTpeHnIa, HHIaHWIA, HHACHWIA, TeTParuApoHapTAIMHEHWIA, TETPAruIpOOCH30aHHY-
JICHUIIA; U

KKJIBIA TETEPOITUKINI HE3aBUCUMO BBIOPAH U3 TPYIIILI, COCTOSIIEH U3 OKCETaHWIIA, a3eTaANHMIIA, TETPa-
ruapodypaHmIa, TeTParuaIpONUpaHiiia, TUPPOIUINHNATA, OKCA30JUHIIIA, OKCA30IUANHIIIA, THA30JUHIIIA, THA-
30JMIUHUIIA, MUPAHWIIA, THOMMPAHWIIA, TCTPATUAPONUPAHIIIA, TUOKCATUHWIIA, TUICPUANHIIA, MOP(POIHMHIIA,
THOMOP(DHOITMHIIIA, THOMOP(QOIMHIIT S-OKCHIa, THOMOP(GOIUHIT S-THOKCH/A, TTHIICPA3HHNIIA, a3eMUHIIA, OK-
CETHMHWIIA, TUA3CTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

14. Coenunenue 1o 11.1, nmeromee Gopmyay (If)
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Re Q Rs R5'R1
m

WM ero (papMareBTHIeCKH MpuemMiieMas Collb,

rae X, npeacrasisier coboit C, S mimm S(O);

R, mpencrasnser coboit H, D, OH, SH, NH,, NH(C,-C,)ankun, N((C,-C,)ankmn), wmu F;

R, mpencrasnser coboit (Ci-Cg)ankmi, apui, 5-24-4IeHHBINA TeTepOapuil, COACPKAIIUN B KOJBIIE OJUH WJIH
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuinmi, NRoR; umu ORyy,
TJIe aNTKWJI, apwil, IIUKIOATKII U TeTSPOIUKITIII HEOOSI3aTeIbHO 3aMEIICHBI OTHUM HiH Ooiee Rg;

Rs u Rs HeszaBucumo mpencraBisitor coboit H, D, (Ci-Cy)amkmn, (C,-Ce)ankenun, (C,-Ceg)ankuHm,
(C4-Cg)anxoxcwm, (C-Cg)ranorerankui, (C;-Cq)ragoreHalIKOKCH WK TAIOTEH; WU

Rs 1 Rs coBmectHO 00pa3yioT (C;-Cy)IUKIOATKHILHOE WIIH TETEPOIMKINILHOE KOJBII0, HEOOs3aTeIbHO
3aMeIIeHHOe OJHUM WJIM 0oJiee 3aMeCTUTENIsIMH, He3aBUCHMO BhIOpaHHBIMH U3 Taynorena, CN, (C;-Cq)ankwmia,
OH, CH,0H, (Cy-C,)ankunen-O(C,-Cg)ankuna wmu (Cy-C,)ankmreH-NR 7R 5;

R¢ HezaBucumo mpexactasisier coboit H, D, ramoren, CN, NR ;R 5, (C;-Cylankwmn, (C;-Cg)ankokcu win
OH;

Kaxabelii Rg HesaBucuMo B kaxaom ciydae BeiOpaH u3 D, (C;-Cg)ankuia, (C;-Cg)ankokcu, (C;-Cq)rano-
rerankmia, (C,-Cg¢)ramorenankokc, (C;-C;)ankmieH-O(C;-Cq)amkuna, (Cy-Cy)ankunenapmna, (Cy-C,)anxuneH-
5-24-4JIeHHOTO TeTepoapuiia, COACPIKAIIECTO B KOJIBIIC OJUH WM HECKOJIBKO FeTepOaTOMOB, BEIOpaHHBIX U3 N, O
mwm S, (C;-Cp)uuknoankmwia, rerepouukimia, (Cy-Cy)amkmneH-O-apmna, (Cy-C,)ankmneH-0-5-24-4neHHOr0
reTepoapuia, COJCPKAIIET0 B KOJbIIE OJWH FIIUM HECKOJNBKO TeTepoaroMoB, BeIOpaHHBIX W3 N, O wmmu S,
O-(C5-Cg)nuxmnoankuna, S-5-24-4JIeHHOTO TeTepoapuia, COACPIKAILEro B KOJIbIE OJUH WM HECKOJIBKO TeTepoa-
TOMOB, BbIOpaHHEIX M3 N, O unu S, ranorena, CN, C(O)R;y, CO(O)R 9, C(O)NR¢R;, S(O)¢R10, S(O)qNRgR;1,
NR(S(O)¢R11, (Co-Cs)ankmnen-NRgR;;, NRjjC(O)R;;, NR;(C(O)C(O)R;1, NR;(C(O)NR (R}, -P(O)((C;-Ce)an-
Kkun),, -P(O)(apwmi),, -SiMes, SFs wmu OH, rae ankwi, aakuieH, apuil, TeTepoapil U TeTEPOITUKIII Heo0s3a-
TEJIHHO 3aMeIeHBl OTHUM WiH OoJee Ro;

nik aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCENHHMX aToMax yriiepoja, oOpa3yroT apuibHOE KOJBIIO,
Heo0s3aTeIbHO 3aMeIleHHOe OJHUM Wi Oosiee Ro; mim nBa Ry cCOBMECTHO, KOTIa HaXOASATCS Ha COCETHUX aTo-
Max yriiepoja, 00pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
reTepoaToMoB, BEIOpaHHEIX u3 N, O win S, HeoOsA3aTenpHO 3aMEIICHHOE OJHUM iH Oonee Ro; mmu nBa Rg co-
BMECTHO, KOTJ]a HAaXOJIATCS HAa COCEIHUX aTOMaX yriiepoia, o0pa3yIT reTepOLUKIMIFHOE KOIBI0, HEoOs3a-
TeJIbHO 3aMeIIeHHOe OHUM WK OoJiee Ro;

Kaxaelii Ry HezaBucuMo B kaxaom ciydae Beiopan u3 D, (C-Cg)ankmna, (C;-Cg)ankokcn, (C;-Cg)mk-
JIOAJIKWJIa, TaJIor¢Ha, apuia, OH, CN, C(O)R](), C(O)NRI()RU, NR]()C(O)RU, NR10R11, S(O)quo, S(O)qNRI()R]l,
NRS(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COAEPIKaIIero B KOJbIE OJWH WM HECKOJIBKO TeTepoaToMoB, BeIOpaHHbIX U3 N, O wm S, tae an-
KWJI, apyil ¥ [UKJIOAIKIII HE00s3aTeIbHO 3aMeIleHbl OHUM WK 0oJiee 3aMECTHTEISIMHU, HE3aBUCUMO BBHIOpaH-
Heiva w3 (C;-Cg)ankmma, (C-Cg)amkokcn, (C;-Cg)ranorenankuia, ranorena, apwia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

win Ba Ry cOBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HA COCETHHX aTOMax yriepoja, 00pa3yroT 5-24-djeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKAIlee OMUH I HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry
COBMECTHO, KOTJIa HAXOJIATCSA HA COCETHIX aToMax yriepona, 0opa3yrot (Cs;-Ci)MKIOaTKAIBEHOE KOJIBIIO;

kaxnaelii Rjy m Ry HezaBucumo B kaxaom ciydae BeiOpaH u3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunamna, (Cy-Cs)ankmnenapuna, (Co-C,)ankmneH-(C;-Cg)umknoankuna, (Coy-Cy)alKuIeHreTepOInK-
muna, (Cy-Cy)anmkuneH-5-24-41eHHOTO TeTepoapuia, COACpPKAIIEer0 OJUH WIH HECKOJIbKO T'eTepOaToOMOB, BBI-
Opannbix U3 N, O wmu S, wim CN, re ankul, alKeHII, aIKUHII, TKWICH, TUKI0ATKAI, TeTEPOITUKITIII, april U
reTepoapui HEOOs3aTeNIbHO 3aMEIICHBl OJHUM MM OoJiee 3aMECTHTEISIMH, HE3aBHUCHMO BHIOpaHHBIMH U3
(Cy-Cg)anxuna, (C;-Cy)ankokcu, (C;-Cy)ramorenankuna, (C;-Cq)ranoreHankokcu, (C;-Cg)IIuKI0aIKNIa, TETEPO-
uukiiia, apuna, S(0)4(C;-Cs) anxuna, S(O){NR 4R 5, NR14R 5, NR|4C(O)R 5, ranorena, OH unn CN;

wi Ry 1 Ry; cOBMecTHO 00pa3yroT reTepoIMKIMIBEHOE KOJBIO, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amecTuTensaMu, BEIOpaHHBIMA U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

kaxnaelii Ryy m Rys HezaBucumo B kaxaom ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uuknoankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)amkuieHapuna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, aKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIIKIII, P U TeTepoa-
pHIT HeoOs3aTeTLHO 3aMelleHbl OMHUM WiIH OoJiee R ¢;

nin R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIBbHOE KOJIBI0, HEO0S3aTEIhbHO 3aMEIICHHOE OTHUM FUITH
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ooiee Rq;

KaxIeli Rjg He3aBucuMO B Kaxknom ciydae BeiOpaH w3 D, (C;-Cy)amkuna, (C,-Ce)ankenmna, (C,-Cg)ain-
kunmna, (C,-Cg)ranorenankuina, (C,-Cq)amkokcu, (C;-Cq)ramorenankokcu, C(O)(C;-Cs)ankuina, NHC(O)(C;-Cy)an-
kuna, CN, CH,CN, okco, S(0)¢(C,-Cs)anxuna umu OH;

Wik 1Ba Rjs COBMECTHO, KOT/Ia HaXOATCS HAa COCEMHUX aToMax yriiepoja, o0pa3yloT apuiIbHOE KOJbBIIO,
nm 1Ba Ris COBMECTHO, KOT1a HaXOIATCS Ha COCEIHUX aToMaXx yriepoja, oopa3yioT 3-12-uieHHoe cruporere-
POLMKJIMIBLHOE KOJBIIO, COAEpIKaIiee OJWH WIH HECKOJIBKO TeTepOaTOMOB, BBIOPAHHBIX W3 KHCIOPOJHa, a30Ta
WM CEPBI;

Kax b Ry; 1 Ry He3aBrCcHMO B Kax oM cirydae npeactasiseT coboit H wmm (C-Cg)ankm;

ppasen 0, | umu 2; u

Kaxplif q paseH 0, 1 nnu 2,

I'JIe KaXIbIi april HE3aBHCUMO BBIOpAH M3 TPYIIIBI, COCTOsIICH U3 (eHmIa, Ondennna, HadTHIa, aHTpalle-
Huna, GpeHaneHmna, peHaHTpeHWIA, UHIAHIIA, WHACHWIA, TeTparuapoHadTaInHeHIIA, TeTParuapoOecH30aHHY-
JICHUIIA; U

KKJIBIA TETEPOITUKINI HE3aBUCUMO BBIOPAH U3 TPYIIIBI, COCTOSIIEH U3 OKCETaHMIIA, a3eTaAMHIIIA, TETPa-
ruapodypaHmIa, TETPAruaApONUpaHIIIa, TUPPOIUINHNATA, OKCA30JUHIIIA, OKCA30IUANHIIIA, THA30JUHIIIA, THA-
30JIUIMHUTIA, TTUPAHNIIA, THOTMPAHIIIA, TETPATHAPOTIMPAHIIIA, THOKCATMHIIIA, TUTIEPUINHIIIA, MOPPOIUHIIIA,
THOMOP(OJIMHIIA, THOMOP(OIHHAT S-OKCHIa, THOMOP(OIMHIIT S-THOKCUIA, TUIIEpa3sUHUIA, a3eUHIIIA, OK-
CeNMHIIIA, THa3eIIMHIIIA, TPOTIAHWIIA, OKCA30JIMINHOHMUIIA i TOMOTPOIIaHUIIA.

15. Coenunenue no 1.1, umeromee Gopmymy (Ig)

@)
OH
/fL N/\Ii)
N
\ ) N Ro
N N
/ b
¢ ()

WK ero (papMareBTUICCKU IpUueMiieMast Cob,

rae R, mpencrasnser co6oit (C-Cg)anku, apui, 5-24-4ieHHBIH TeTepoapill, COACPIKAIIHNN B KOJIBIE OJHH
WA HECKOJBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O mwmu S, (Cs;-Cg)uuknoankui, rerepouuknmia, NRgR;; wim
OR g, T/1I€ 7KW, apwl, MUKIOATKWI U TeTEPOLIUKIINIT He00sI3aTeIbHO 3aMeIIeHbI OHIM HiTh Ootee Rg;

R4 mpencrasnser coboit (C-Cg)ankmi, (Co-Cs)ankunenapwi, 5-24-4I€HHBIN TeTepoapuil, ConepKani B
KOJIbIIE OJTMH WJIM HECKOJILKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmn S, (C;-Cg)rmknoankun, CD; nim retepo-
IIUKITWI, TJI€ apwuil, S-24-4JIeHHBIN TeTepoapmil, COAep KAl B KOJbIE OJIUH WITH HECKOJBKO TeTepOATOMOB, BBI-
OpanubiX U3 N, O Wiy S, reTepOIUKIIII ¥ IUKJIOATKWIT He00s3aTeIbHO 3aMeIeHbl OHUM HiTH Ooiiee R,;

KaxIplid Rg HEe3aBHCcHMO B KaxaoMm ciaydae BbiOpaH u3 D, (C;-Cgankuna, (C-Cq)ankokcu, (C-Cq)rano-
rerankuia, (C;-Ce)ramorenankokc, (Ci-Cs)ankmien-O(C,-C¢) ankuna, (Cy-C,)ankunenapuna, (Cy-Cy)aakuieH-
5-24-4JIeHHOTO TeTepoapuiia, COICPIKAIICTO B KOJIBIIC OJUH WM HECKOJIBKO FeTepOaTOMOB, BEIOpaHHBIX U3 N, O
wm S, (C;-Cp)uuknoankmwia, rerepouukiiia, (Cy-Cy)amkmneH-O-apmra, (Cy-C,)ankmneH-0-5-24-4neHHOr0
rerepoapmia, COJCPKAIIET0 B KOJbIIE OJWH FIU HECKOJNBKO TeTepoaroMoB, BeIOpaHHBIX W3 N, O wmmm S,
O-(C5-Cg)uuxitoankuna, S-5-24-uneHHOro reTepoapuia, COAEPKaIero B KOIbLEe OJUH WA HECKOJIBKO TeTepoaro-
MOB, BbIOpaHHBIX M3 N, O mmu S, ranoresa, CN, C(O)R;y, CO(O)R;y, C(O)NR;oR;;, S(O)¢R;9, S(O)qNR;oR;;,
NR(S(O)¢R11, (Co-Cs)ankmnen-NRgR;;, NRjjC(O)R;;, NR;(C(O)C(O)R}1, NRj(C(O)NR (R}, -P(O)((C;-Ce)an-
Kun),, -P(O)(apmn),, -SiMe;, SFs wnmm OH, e ankui, amkwieH, apuil, TeTepoapuil ¥ TeTePOLUKINI Heo0s3a-
TEJIHHO 3aMeIeHBI OTHUM Win Oosiee Ro;

nik aBa Ry coBMecTHO, KOTa HaXOJATCS Ha COCEIHHMX aToMax Yriiepoja, oOpa3yroT apiiibHOE KOJBIIO,
HeoO0s3aTeNTbHO 3aMeIeHHOe OHUM Win Oosiee Ro; mmm 1Ba Ry coBMECTHO, KOTIa HAXOmsITCA Ha COCETHUX aTo-
Max Yriiepoja, 00pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
reTepoaToMoB, BEIOpaHHEIX u3 N, O win S, HeoOsA3aTeIbHO 3aMEIICHHOE OJHUM iU Oonee Ro; mmu nBa Rg co-
BMECTHO, KOTJla HAaXOJIATCS HAa COCEIHUX aToOMaX yriiepoia, o0pa3yIT reTepOUUKIMIFHOE KOIBI0, HEoOs3a-
TeJIbHO 3aMeIIeHHOe OHUM WK OoJjiee Ro;

Kaxabelii Ry He3aBucuMo B KaxaoM cirydae Beiopa u3 D, (C-Cg)ankuna, (C;-Cq)ankokcu, (Cs;-Cg)uukino-
AJIKWJIa, TraJIoreHa, apuia, OH, CN, C(O)R](), C(O)NRI()R“, NRIQC(O)R“, NR]()R“, S(O)quo, S(O)qNRloR“,
NRS(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COAEPIKAIIETO B KOJIBIIE OJUH WM HECKOJIBKO TeTepoaToMOB, BHIOpaHHbIX U3 N, O miu S,

TJIe aJTKWIT, apYJT ¥ IIUKJIOAJIKIIT He00s3aTeIbHO 3aMEIIeHbI OJHUM HITH 00Jiee 3aMEeCTUTEIISIMH, HE3aBUCHMO
BeIOpanHbIMH 13 (C;-Cy)ankmna, (C;-Cg)ankoxcu, (C;-C¢)ramorenankwia, ramorena, apwuia, NR;;C(O)R;s,
NR14S(O)qR15, OH umu CN,

nik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHUX aToMax yriepoja, o0Opa3yloT apuibHOE KOJIBIIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMSATCS HA COCETHHX aTOMax yriepoja, 00pa3yroT 5-24-dJeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKAIllee OMUH I HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry

-213 -



038204

COBMECTHO, KOTJIa HAXOJIATCSA HA COCETHIX aToMax yriepona, 0opa3yrot (Cs;-Ci)IMKIOaTKAIBHOE KOJIBIIO;

kaxaelii Rjy m Ry, HezaBucumo B kaxaom ciydae BeiOpaH u3 H, (C;-Cy)amkmma, (C,-Cg)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)ankuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuaeHreTepouKinia,
(Cy-C,)ankunen-5-24-4JIeHHOTO TeTepoapmiia, COAEPIKAIIETO OWH WIIM HECKOJIBKO TeTEPOaTOMOB, BHIOPaHHBIX
n3 N, O wim S, uimu CN, r1e amkui, aIKSHI, aIKUHII, aTKWICH, [IKIOAKII, TeTePOIUKIINI, apyil U TeTepoa-
pHIT HeoOs3aTEeTLHO 3aMEIICHBI OJHIM HITH O0Jiee 3aMEeCTUTEISIMI, He3aBUCHMO BeIOpaHHBIMU U3 (C-Cg)ankuma,
(C-Cg)ankoxcwu, (Ci-Cg)ranorenankuna, (C;-Cg)ramorenankoxcu, (C;-Cg)uukiioankuiia, TeTeporuKInia, apuia,
S(O)q(CI-C3) aJIKuJia, S(O)qNR14R15, NR]4R]5, NR14C(O)R15, TaJIOTrCHa, OH unn CN,

wi Ry 1 Ry; cOBMecTHO 00pa3yIoT reTepoIMKIMIBEHOE KOJBI0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amecTuTensaMu, BEIOpaHHbIMU U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

Kaxnaelii R;, HesaBucumMo B KaxaoMm cinydae BeiOpan u3 D, (C-Cg)ankmma, (C;-Cg)ankokcw,
(C;-Cg)ramorenankuna, (C;-Cg)umkinoankuna, apuia, 5-24-4JCHHOTO TETEpOapwiia, COIACPXKAMIECTO B KOJBIE
OJIMH WJIA HECKOJBKO TeTepoaToMoB, BEIOpaHHBIX U3 N, O win S, O-apuna, O-5-24-4JIeHHOTO TeTepoapuiia, co-
JIepKaIIero B KOJbIE OJMH WM HECKOJNBKO TeTepoaToMoB, BeIOpaHHEIX U3 N, O wiu S, O-rereporukinmia, O-
(C3-C8)HI/IKH03HKHH3, S(O)quo, (CHz)PC(O)ORw, C(O)NR]4R15, S(O)qNR14R15, NR14R15, NR]4C(O)NR14R15,
NR14C(O)OR10, NR14SOqR10, NR14COR10, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apHH)z, -SiMe3, SF5 nim OH,
T7Ie aJKWJI, apyil, TETEPOAPIIT U IUKJIOAIKIIT He00s3aTeTbHO 3aMEIIeHbI OJHUM HiTH Ooiee Rs3;

Kaxaeld R;; HezaBucmMo B Kaxkaom ciiydae BeiOpaH w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranoreHa, (C,-Cq)ranorenankokcu, (C;-C¢)ruapokcHalkmia, TeTepoIuKInIa, 5-24-4JIeHHOTO
reTepoapuia, COIEPKaIiero B KONbIe OJWH WM HECKOJIBKO IreTepoaToMoB, BEIOpaHHbIX 3 N, O uim S, apuina,
ORjs, C(O)Rys, C(O)NRyi4R;s, NRysRys, S(O)qRis, NRysS(O)gRis, S(O)NRisRys, NRj4C(O)NRy4Rys,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLIMKIIMII W TETepoapwyi 3aMeIICHbl OJHHM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAaHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

win aBa Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax YIiepoja, 00pa3yroT TeTepOIMKIMIEHOES
KOJIBIIO, HEOOSM3aTeIbHO 3aMeIIeHHOe OHUM HIIH Oosee R q; wmm nBa R;3 coBMecTHO, KOrma HaXoAsITCsS Ha CO-
CeJHMX aToMax yriepoiaa, o0pa3yroT 5-24-4jeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJbIE OTUH TN
HECKOJIBKO TeTepOoaTOMOB, BEIOpaHHBIX U3 N, O wim S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmn
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, oopasyioT 3-12-ulieHHBIA CIUPOTeTepo-
IUKITAI, COIEP KAIAN OJIMH UITH HECKOJIKO TeTepOaTOMOB, BRIOPAHHBIX M3 KHCIOPO/Ia, a30Ta WA CEePhI, HE0Os-
3aTeJIbHO 3aMEIEHHbBIH OHUM UiIH 0oitee R ¢;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uuknoankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)amkuieHapuna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOATKII, TEeTEPOIMKIIAI, apHi U TeTepoa-
PHWIT HeOOsI3aTEeIHHO 3aMEIIICHBI OHUM Wit Oomee Rig;

w R4 1 Ri5 COBMeCTHO 00pa3yroT TreTepOIMKIMIBEHOE KOJBI0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WJTH
ooinee Rq;

KaXIblid R ¢ HE3aBUCHMO B Kaxa0oM ciaydae BeiOpaH u3 D, (C,-Cg)amkuna, (C,-Cy)ankenmna, (C,-Ce)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankokcu, (C,-Cq)ranorenankokcu, C(O)(C,-Cs)ankmia, NHC(O)(C,-Cy)ain-
kuna, CN, CH,CN, okco, S(O)4(C,-Cg)ankuna, nnmun OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yriepojaa, o0pasyloT apHIbHOE KOJIBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMax yriepoja, o0pa3yroT 3-12-uieHHOe CIuporeTe-
POLMKIIMIIFHOE KOJIBIIO, COJACPIKAIllee OJWH MU HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

ppasen 0, | umu 2; u

Kaxaplil q paseH 0, 1 unu 2,

I KaXIbIi april HE3aBHCUMO BBIOpAH M3 TPYIIIBI, COCTOsIICH U3 (eHma, Ondennna, HadTHIa, aHTpalle-
HWIa, eHanennna, GeHanTpeHnIa, HHIaHWIA, HHACHWIIA, TeTParuApoHapTAIMHEHWIA, TETPAruIpOOSCH30aHHY-
JICHUIIA; U

KK TETEPOIUKINI HE3aBUCUMO BBIOPAH U3 TPYIIIBI, COCTOSIIEH U3 OKCETaHMIIA, a3eTaANHIIIA, TETpa-
ruapodypaHmIa, TeTParuaIpONUpaHiia, TUPPOTUINHNAIA, OKCA30JUHIIIA, OKCA30IUANHIIIA, THA30JUHIIIA, THA-
30JIUIMHATIA, TTUPAHWIIA, THOTMPAHIIIA, TETPATHAPOTIMPAHIIIA, THOKCATHHNIIA, TUTIEPUINHIIIA, MOPPOIUHIIIA,
THOMOPOJIMHIIA, THOMOP(OTHHNAT S-OKCHIa, THOMOP(OIMHIIT S-THOKCUIA, TUIIepa3sUHUIA, a3elUHIIA, OK-
CEeTMHWIIA, TUA3CTTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

16. Coenunenue 1o 1.1, nmeromee Gpopmyay (Ih)
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? OH
/7 NAO
N y ) N R
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(Th),

WK ero (papMareBTUICCKU IpUueMiieMast Cob,

rae R, mpencrasnser co6oit (C-Cg)anku, apui, 5-24-4ieHHBIH TeTepoapill, COACPIKAIIHNN B KOJIBIE OJIH
WA HECKOJBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O mwmu S, (Cs;-Cg)uuknoankui, rerepouuknmia, NRgR;; wim
OR |, TI€ aNKwI, apuil, MAKIOANKII B TeTEPOIMKIII He00s3aTeIbHO 3aMeIlieHbI OJHUM Wk Oolee Rg;

R4 mpencrasnsier coboit (Ci-Ce)ankun, (Co-Cs)ankmieHapui, 5-24-4ieHHBIH reTepoapml, cojaepiKaluil B
KOJIBIIC OJTUH MITH HECKOJBKO reTepoaTtoMoB, BeIOpaHHEIX U3 N, O wimn S, (C;-Cg)muknoankmwi, CD; uim retepo-
UKITAI, TIIE apyJl, TETEPOApHII, TETSPOIMKIIAI M IIUKJIOAIKIIT He00s3aTeTbHO 3aMeIeHbI OHUM Wit OoJiee Rs;

Kaxaplid Rg He3aBHCcHMO B KaxaoMm ciaydae BbiOpaH mu3 D, (C;-Cgankuna, (C,-Cq)ankokcu, (C-Cq)rano-
renankmna, (C;-Cy)ramorenankokcu, (C;-Cs)ankunen-O(C;-Cy)ankmna, (Cy-C,)ankunenapuna, (Cy-C,)amkumieH-
5-24-q51eHHOTO TeTepOapmiIa, COAEPIKAIIETO B KOJBIE OJUH MIIM HECKOJBKO Te€TepOoaToMOB, BRIOpaHHBIX 3 N, O
nm S, (C;-Cjp)mmknoankwia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapuia, COAEPXKAIIero B KOJIBIIE OJMH WM HECKOJBKO TI'eTepoaToMoB, BeIOpaHHBIX w3 N, O wim S,
O-(C5-Cg)ruxmnoankmna, S-5-24-4JIeHHOTO TeTepoapuia, COJACPIKaILEro B KOJIbLE OJUH MM HECKOJIBKO TeTepoa-
ToMOB, BbIOpaHHBIX U3 N, O umu S, ranorena, CN, C(O)R;y, CO(O)R 9, C(O)NR¢R;, S(O)¢R10, S(O)qNRoR 1,
NR;(S(O)qR11, (Co-Caankunen-NR R, NR;jpC(O)R;;, NR;(C(O)C(O)R;;, NR;(C(O)NR R}, -P(O)(C,-Ce)an-
Kun),, -P(O)(apun),, -SiMe;, SFs wmu OH, rae aimkwi, ankuicH, apil, TeTEpOapuil U TeTePOIUKIT HeoOs3a-
TeJIbHO 3aMeIIeHBI OTHUM WK Oojiee Ro;

nik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEIHHMX aToMax yriiepoja, oOpa3yioT apribHOE KOJBIIO,
HeoO0s13aTeNTbHO 3aMeleHHOe OHUM Win Oosiee Ro; mm 1Ba Ry coBMECTHO, KOTIa HAXOMSITCA Ha COCETHUX aTo-
Max yriepojaa, o0pa3yroT 5-24-4jeHHOe TeTepoapuiIbHOe KOJBIIO, COAepkKalee B KOJbIIC OJUH WIH HECKOJIbKO
reTepoaToMoB, BeIOpaHHBIX 3 N, O wim S, HeoOs3aTeIbHO 3aMeleHHoe oTHUM wiu Oostee Roy; mmm nBa Rg co-
BMECTHO, KOT/Ia HaxOJfTCS Ha COCETHUX aToMax yriepojaa, 00pa3ylioT TeTepOlrKINIbHOE KOJbIO, HeoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WiH OoJiee Ro;

Kaxabelii Ry He3aBucuMo B kaxaoM cirydae Beiopa u3 D, (C-Cg)ankuna, (C;-Cg)ankokcu, (C;-Cg)rukino-
AJIKWJIa, TraJIoreHa, apuia, OH, CN, C(O)R](), C(O)NRI()R“, NRIQC(O)R“, NR]()R“, S(O)quo, S(O)qNRloR“,
NR4S(O)¢R11, okco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-4eHHOTO
reTepoapuia, COICPIKAIIETro B KOJBIIE OJUH WIH HECKOJIBKO TeTepoaToMoB, BEIOpaHHBIX U3 N, O wiu S, rae an-
KWJI, apyil M [UKIOATKHUI He00A3aTeIbHO 3aMEIICHBI OJTHUM WM 0OJiee 3aMECTHTEIISIMHU, HE3aBHCUMO BEIOpaH-
weiMu w3 (Ci-Cglankmma, (Ci-Cy)amkokcu, (C;-Cg)ranorenankmia, ranoreHa, apwmia, NR;,C(O)R;s,
NR14S(O)qR15, OH umu CN,

nin aBa Ry coBMecTHO, KOTJa HaXOJATCS Ha COCEHHUX aToMax yriepoja, o0Opa3yloT apuibHOE KOJIBIIO;
wi JaBa Ry COBMECTHO, KOTJ]a HAaXOJATCS HA COCEIHUX aToMax yIiiepojia, oO0pasyioT S5-24-diieHHoe TreTepoa-
PWIBHOE KOJIBIIO, COMEpIKaliee ONUH MM HECKOJIBKO TeTepoaToMoB, BhIOpaHHBIX M3 N, O miu S; win nBa Ro
COBMECTHO, KOTJ]a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IMKI0OaTKHUITBHOE KOJIBIIO;

kaxaelii Rjy m Ry HezaBucumo B kaxaom ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmna, (Cy-C;)ankmienapuna, (Cy-Cy)ankunen(C;-Cg)umknoankuia, (Co-Cy)alKkuiIeHreTepOIUKIIIA,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO TeTePOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e anKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIIKIIAI, apHi U TeTepoa-
pWI  HEOOS3aTeNbHO 3aMEMICHBI OJHMM WM 0OJee 3aMCECTUTCISAMH, HE3aBHCHMO BBIODAaHHBIMH U3
(C-Cg)ankuina, (C;-Cy)amkoxcu, (C-Cg)ranorenankuna, (C;-Cq)ranorenankokcu, (Cs;-Cg)UuKioankuia, reTepo-
uukiiia, apuna, S(0)4(C;-Cs) anxuna, S(O){NR 4R 5, NR14R 5, NR|4C(O)R 5, ranorena, OH unn CN;

i Rip 1 Ry; coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBI0, HEOOS3aTENhHO 3aMEIICHHOE OJTHUM FITH
Oonee 3amecTHTENSIMU, BBIOpaHHBIME U3 0kco, C(O)(C,-C;)amkuna mwiu NR 4R s;

Kaxaelid R, He3aBuCcHMO B KaxkaoM ciaydae BeiOpan u3 D, (C;-Cy)ankuia, (C;-Cq)ankokcu, (C,-Cq)rano-
reankmna, (C;-Cg)uuKoaskuia, apmia, 5-24-4JIeHHOTO TeTepoapuia, CoAepKallero B KOJbIE OAUH WIH He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHBIX W3 N, O wiu S, O-apuna, O-5-24-4j1eHHOTO TeTepoapuiia, COAepIKaIero B
KOJIBIIC OJIMH WU HECKOIBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O wmmu S, O-rereporurnmia, O-(C;-Cg)uuk-
JIOAJIKHJIa, S(O)qu(), (CHz)pC(O)ORIQ, C(O)NR14R15, S(O)qNR14R15, NR14R15, NR14C(O)NR14R15,
NR4C(O)OR 5, NR4SOgR 9, NR4COR, ranorena, -P(O)((C;-Co)ankun),, -P(O)(apun),, SiMes, SFs unu OH,
TJIe aITKWJI, apwil, TETSPOApPIIT U UKIIOAIKIIT He00s3aTeIbHO 3aMEIICHBI OTHUM Win Oonee Rs3;

Kaxnaelii R;; HesaBucuMo B kaxkaoMm cimydae BeiOpan u3 D, (C;-Cg)ankmma, (C;-Cg)ranoreHankmia,
(C;-Cg)ankokcu, ranorena, (C;-Cq)ranorenankokcu, (C;-Cg¢) THIPOKCHATKIIIA, TETEPOIMKIIIIIA, 5-24-4ICHHOTO
reTepoapuia, COIEPKaIiero B KONbIe OJWH WM HECKOJIBKO IreTepoaToMoB, BEIOpaHHbIX 3 N, O nimm S, apuina,
ORy;, C(O)Ry, C(O)NRy4Ris, NRygRis, S(O)Ris, NR;4S(O)¢Ris, S(O)(NR4R;s, NRj4C(O)NR4R;s,
NR4C(O)OR s, -P(O)((C;-Cg)ankuin),, P(O)(apmi),, -SiMe;, SFs numu CN, T1e ankwl, IUKIOATKWII, apuil, TeTe-
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POLIMKIIMII W TeTepoapwyi 3aMCIICHbl OJHMM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HaXOIATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlUKINIbHOS
KOJIBIIO, HEOOSM3aTeIbHO 3aMeIIeHHOe OTHUM WK Oosee R q; mwim mBa R;3 coBMecTHO, KOTra HaXOAsITCS Ha CO-
CEJHUX aToMax yriepoiaa, o0pa3yioT 5-24-4jIeHHOe reTepoapuiibHOe KOJBIIO, CoAepkKaliee B KOJIbIE OTUH FITH
HECKOJIBKO Te€TepOoaTOMOB, BEIOpaHHBIX U3 N, O wimm S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmun
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, oopasyioT 3-12-ulieHHBIA CIUPOTreTepo-
IIUKITAIL, COIEP KAIAN OJIMH UITH HECKOJIKO TeTepOaTOMOB, BRIOPAHHBIX M3 KHCIOPO/Ia, a30Ta WA CEePhI, He0Os-
3aTeJILHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxnaelii Ryy m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmna, (C;-Cy)anxmieH(Cs-Cg)uuknoankmia, (Cy-Cy)ankunenrerepouukiia, (Cy-Cy)amkuieHapuna,
(Cy-Cy)ankuiieH 5-24-4JIEHHOTO TeTEpOapUIIa, COACPKAMICTO OIWH WM HECKOJIBKO TeTePOAaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, aKeHU, aTKUHII, aJTKWICH, IIUKIIOATKII, TETEPOIMKIII, apHi U TeTepoa-
PpWIT HeOOsI3aTEeIHHO 3aMEIICHBI OHUM HiTH OoJee Rig;

ni R4 1 Rys coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEIhbHO 3aMEIICHHOE OTHUM FITH
ooiee Rg;

KaXIbli R ¢ HE3aBUCHMO B KaxaoM ciaydae BbiOpaH u3 D, (C-Cg)amkuna, (C,-Cy)ankenmna, (C,-Ceg)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankoxcu, (C,-Cq)ranorenankokcu, C(O)(C,-Cs)ankmia, NHC(O)(C,-Cy)ain-
kuna, CN, CH,CN, okco, S(O)4(C,-Cg)ankuna, nnmu OH;

Wi 1Ba R COBMECTHO, KOT/Ia HAXOIATCS Ha COCETHUX aToMax yriepojaa, o0pas3yloT apHIbHOE KOJIBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMaX yriepoja, o0pa3yroT 3-12-uieHHOe CruporeTe-
POLMKITIIIFHOE KOJIBIIO, COJACpIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

ppasen 0, 1l umu 2; u

Kaxplil q paseH 0, 1 unu 2,

/i€ KOKIIBIA apyil He3aBUCUMO BBIOPAH U3 TPYIIIEI, cocTosmel u3 Genmna, ondennna, HapTHIIA, aHTpaIe-
HWIa, (eHanennna, GeHanTpeHnIa, HHIaHWIA, HHACHWIA, TeTparuApoHapTAIMHEHWIA, TETPAruIpOOSCH30aHHY-
JICHUIIA; U

KKJIBIA TETEPOIUKINI HE3aBUCUMO BBIOPAH U3 TPYIIIBI, COCTOSIIEH U3 OKCETaHMIIA, a3eTaAMHIIIA, TETpa-
ruapodypaHmIa, TeTParuaIpONUpaHiiia, TUPPOIUINHNAIA, OKCA30JUHIIIA, OKCA30IMANHIIIA, THA30JUHIIIA, THA-
30JIMIMHUTIA, TTUPAHWIIA, THOTMPAHIIIA, TETPATHAPOTIMPAHIIIA, THOKCATHHIIIA, TUTIEPUINHIIIA, MOPOIUHIIIA,
THOMOP(HOTMHIIIA, THOMOP(POIMHIIT S-OKCHIa, THOMOP(GOIHMHIT S-THOKCH/A, TTUIICPA3HHNIIA, a3eUHIIIA, OK-
CETHMHWIIA, TUA3CTTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

17. Coequnenwue 1o 1.1, mmeroriee popmyay (Ii)

@)
/ﬁ T
N/ ‘ N/\b
L

)
[~
R12)r (i),

WM ero (papMareBTUIeCKH puemMiieMas Collb,

rae Y npencrasisier coboit CH wmm N;

R, mpencrasnser coboit (Ci-Cg)ankmi, apui, S-24-4IeHHBINA TeTepOapuil, COACPKAIIUN B KOJBIIE OJUH WJITH
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuinmi, NRoR; umu ORyy,
TJIe aNTKWJI, apwil, IIUKIOATKII U TeTSPOIUKIIIII HEOOSI3aTeIbHO 3aMEIICHBI OTHUM HiH Oosee Rg;

Kax bl Ry He3aBucHMO B KaxkaoM cirydae Beiopan u3 D, (Ci-Cg)ankmna, (C;-Cq)anmkokcu, (C;-Cq)ranores-
ankmna, (C,-Cg)ranmorenankokcu, (C;-Cs)ankunen-O(C;-C¢) amkmna, (Cy-Cy)amkmnenapuia, (Cy-C,)ankuneH-5-
24-qyIeHHOTO TeTepoapuia, COAEePKAIIEro B KOJbIE OJUH WIH HECKOJbKO TeTepoaToMoOB, BEIOpaHHBIX U3 N, O
mm S, (C;-Cjp)mmknoankwia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapuia, COACPXKAIIero B KOJIBIIE OJMH WM HECKOJBKO TI'eTepoaToMoB, BRIOpaHHBIX w3 N, O wim S,
O-(Cs-Cy)rmuknoankuia, S-5-24-41eHHOT0 TeTepoapuiia, COIEePIKaIero B KOJIbIE OJIMH UM HECKOJIBKO TeTepoa-
TOMOB, BbIOpaHHEIX M3 N, O unu S, ranorena, CN, C(O)R,y, CO(O)R 9, C(O)NR¢R;, S(O)¢R10, S(O){NRgR;1,
NR(S(O)¢R11, (Co-Cs)ankmnen-NRgR;;, NRjjC(O)R;;, NR;(C(O)C(O)R;1, NRj(C(O)NR (R}, -P(O)((C;-Ce)an-
KW),, -P(O)(apmn),, -SiMe;, SFs win OH, rme ankui, alkwieH, apui, TeTepoapri U TeTEePOIMKIMI Heo0s3a-
TeJIbHO 3aMeIIeHBI OTHUM WK Oojiee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
HeoO0s3aTeIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mim nBa Ry coBMECTHO, KOTIa HaXOAATCS Ha COCETHUX aTo-
MaXx yriiepoja, o0pa3yroT 5-24-4iieHHOe TeTepoapriIbHOE KOJIBIO, COJCPIKAIICe B KOJBIIC OJUH WIIA HECKOJIBKO
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reTepoaToMoB, BEIOpaHHEIX u3 N, O win S, HeoOsI3aTenbHO 3aMEIICHHOE OJHUM MU Oonee Ro; mmu nBa Rg co-
BMECTHO, KOTJ]a HAaXOJIATCS HAa COCEIHUX aTOMaX yriiepoia, o0pa3yIT TeTepOLUKIMIFHOE KOIBI0, HeoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WiH OoJiee Ro;

Kaxaelid Ry He3aBucumo B kaxkaoM ciydae BeiopaH u3 D, (C;-Cy)ankmna, (C,-Cq)ankokcn, (C;-Cg)iiuk-
JIOAJIKWJIa, TaJIor¢Ha, apuia, OH, CN, C(O)RIO, C(O)NRI()R”, NR]()C(O)RU, NR]()RU, S(O)quo, S(O)qNRl()R]l,
NRS(O)¢R11, oxco, -P(O)(C;-Co)ankun),, -P(O)(apun),, -SiMe;, SFs, O-apuna, CN unu O-5-24-uneHHOTO
reTepoapuia, COAEPIKaIIero B KOJbIE OJWH WM HECKOJIBKO TeTepoaToMoB, BeIOpanHbIX U3 N, O wmm S, tae an-
KWJI, apyil ¥ [UKJIOAIKIII He00s3aTeIbHO 3aMeIleHbl OHUM WK 00Jiee 3aMECTHTEIISIMHU, HE3aBUCUMO BBIOpaH-
HeiMu U3 (C-Cg)ankuna, (Ci-Cglankokcu, (C,-Co)ranorenankuna, rangoresa, apumaa, NR,C(O)R;s,
NR4S(0)¢R15, OH nmu CN;

win 8a Ry cOBMECTHO, KOT/]a HAXOMATCS HAa COCCIHUX aTOMax yriiepoia, o0pa3yrT apHibHOE KOJBIIO;
Wi 1Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCETHHX aTOMax yriepoja, 00pa3yroT 5-24-dJeHHOE TeTepoa-
PWIBHOE KOJBIIO, COJAEpIKaIlee OMUH MU HECKOIBKO reTepoaToMoB, BEIOpaHHBIX U3 N, O mmu S; wim nBa Ry
COBMECTHO, KOTJIa HAXOJIATCSA HA COCETHUX aToMax yriepona, 0opa3yrot (Cs;-Ci)IMKIOaTKAIBHOE KOJIBIIO;

Kaxaelii Rjp m R, He3aBucumo B kaxkmom ciydae BbIOpan w3 H, (Ci-Cg)ankumna, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)ankuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuaeHreTepouKiInia,
(Cy-C,)ankunen-5-24-4JIeHHOTO TeTepoapmiia, COAEPIKAIIETO OWH WIIM HECKOJIBKO T€TEPOaTOMOB, BHIOPAHHBIX
n3 N, O wim S, uimu CN, e aukui, aIKSHI, aTKUHII, aTKWICH, [IUKIOAKII, TeTePOIUKIINI, apyil U TeTepoa-
pwI  HeoOs3aTeNbHO 3aMelleHbl OJHMM WM OoJiee 3aMECTHTEISIMH, HE3aBHUCHMO BBIODAaHHBIMH U3
(Cy-Cg)anxuna, (C;-Cy)ankokcu, (C;-Cy)ramorenankuna, (C;-Cq)ranorenankokcu, (C;-Cg)IuKIoankumia, reTepo-
nuknuia, apuna, S(0)4(C,-Cs) ankuna, S(O){NR4R;5, NR4R 5, NR14C(O)R s, ranorena, OH umn CN;

wi Ry 1 Ry; cOBMeCTHO 00pa3yIoT reTepoIMKIMIBEHOE KOJBI0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJIH
Oonee 3amecTuTensaMu, BEIOpaHHbIMA U3 0Kco, C(O)(C;-Cs)ankmna mwim NR4Rs;

Kaxnabelii R, HezaBucuMo B KaxaoM ciydae BeiOpan u3 D, (C;-Cg)ankuna, (Ci-Cy)ankokcu, (C;-Cq)rano-
rerankmia, (C;-Cg)uuknoankuna, apuia, 5-24-4iIeHHOTO reTepoapiiia, COAepKallero B KOJbIC OJUH N He-
CKOJIBKO TeTepoaToMoB, BeIOpaHHBIX W3 N, O wiu S, O-apuna, O-5-24-4j1eHHOTO TeTepoapuiia, COAePIKaIIero B
KOJIbIIE OJMH WJIM HECKOJBKO TeTepoaToMoB, BhIOpaHHBIX 3 N, O mmm S, O-rerepormkimna, O-(Cs;-Cg)ukino-
ankuna, S(O)¢R 10, (CH,),C(O)OR;y, C(O)NR 4R 5, S(O)(NR 4R 5, NR 4R 5, NR14C(O)NR 4R 5, NR4C(O)OR,
NR14SO¢R19, NR4COR, ranorena, -P(O)((C,-Cg)ankun),, -P(O)(apun),, -SiMes, SFs nnmu OH, rae anxun,
apwiI, reTepoapmil ¥ MUKJIOAIKIIT He00s3aTeTbHO 3aMeIeHbI OHUM Wit OoJiee Rs;

Kaxaeli R;; HezaBucmMo B Kaxaom ciiydae BeiOpaH w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(C;-Cg)ankokcu, ranorena, (C;-Cq)ranorenankokcu, (C;-Cg¢) THAPOKCHATKIIIA, TETEPOIMKIIIIIA, 5-24-4IEHHOTO
reTepoapuia, COACPKAIEro B KOJBIE OJUH WIH HECKOJIEKO TeTepoaToMOB, BEIOpaHHBIX U3 N, O mwiu S, apuna,
ORys;, C(O)Rys, C(ONRRys, NRusRys, S(O)gRis, NR1sS(O)Ris,  S(O)NRisRys, NRisC(O)NR4R;s,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLMKITIII ¥ TETePOapIIl 3aMEIICHBI OJTHUM HJIH 00JIee 3aMECTHTEIISIMU, He3aBUCUMO BeIOpaHHBIMU 13 (C-Cg)a-
KuJa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

i Ba Ri3 cOBMeCTHO, KOT/Ia HAaXOATCS Ha COCEIHUX aToMax yriepoja, 00pas3yloT TeTepOlUKINIbHOe
KOJIBIIO, HEOOSM3aTeIbHO 3aMEIIeHHOe OTHUM HIIn Oosee Rq; wimm nBa R;3 coBMecTHO, KOrma HaXOAsITCsS Ha CO-
CEJHMX aToMax yriepoiaa, o0pa3yroT 5-24-4jeHHOe reTepoapuibHOe KOJBIIO, CoAepkKaliee B KOJbIE OTUH TN
HECKOJIbKO TeTepOoaTOMOB, BEIOpaHHBIX U3 N, O wim S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmu
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, o0pasyioT 3-12-ulieHHBIA CITUPOTeTepo-
UK, COJICPIKAIIUI OJTMH MM HECKOJIbKO TeTEePOaTOMOB, BEIOPAaHHBIX M3 KUCIOPO/a, a30Ta HIIH CePhI, HEOOs-
3aTeJIbHO 3aMEIeHHBIH OMHUM WK OoJiee Rg;

kaxaelii Ry m Rys HezaBucumo B kaxaoMm ciydae BeiOpaH m3 H, (C;-Cy)amkmma, (C,-Cg)amkeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukiiia, (Cy-Cy)ankuieHapmna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTepOaTOMOB, BHIOPAHHBIX
u3 N, O wimu S, wiu CN, e anKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIMKIII, apHi U TeTepoa-
pHIT HeoOs3aTeTLHO 3aMeIleHbl OMHUM WiIH OoJiee R ¢;

nin R4 1 Rjs coBMecTHO 00pa3yroT TeTeponrKIMIbHOE KOJIBII0, HEOOS3aTEIhHO 3aMEIICHHOE OJTHUM FITH
ooiee Ryg;

KaXIblid R ¢ HE3aBUCHMO B KaxaoM ciaydae BeiOpaH u3 D, (Ci-Cg)amkuna, (C,-Cy)ankenmna, (C,-Cg)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankokcu, (C,-Cq)ranorenankokcu, C(O)(C,-Cs)ankmna, NHC(O)(C,-Cy)ain-
Kuiia, CN, CH2CN, CR10R11NR10R11, OKCO, NR]()R”, S(O)q(CI-CG)aHKI/IHa, C(O)NR]()RH, S(O)qNRI()R]],
NRIQC(O)RI()R“, NRIQC(O)NRIQR“ HIIn OH,

win 1Ba Rjs COBMECTHO, KOT/Ia HAXOMATCS HAa COCCIHHUX aToOMax YIIepoja, 00pa3yroT apHiIbHOE KOJBIIO;
win 8a Rig COBMECTHO, KOT/Ia HAXOAATCS HA COCCIHHUX aToMaX yriepoja, o0pa3yroT 3-12-uieHHOe CIuporeTe-
POLMKIIMIIBHOE KOJIBIIO, COJACpIKAIllee OJWH MU HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPBI;

ppasen 0, | umu 2; u

Kaxp1i  paseH 0, 1 wmm 2; u

rpasen 0, 1,2, 3,4 wm 5,
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I KaXIbIil april HE3aBHCUMO BBIOpAH M3 TPYIIIBI, COCTOSIICH U3 (eHma, OndeHmnna, HadTHia, aHTpare-
Hua, GeHaneHmna, peHaHTpeHUIA, UHIAHIIA, UHACHWIA, TeTparuapoHadraInHeHIIa, TeTPparuapoOcH30aHHY-
JICHUIA; U

KaX[IbIil TeTePOIMKIIII He3aBUCHMO BBIOPAH M3 IPYIIIBI, COCTOSANICH U3 OKCETaHWIIA, a3eTaluHIIIa, TeTpa-
ruapodypanmia, TeTparuaponupaHiiia, THPPOIUIMHUIIA, OKCA30JIMHIIA, OKCA30IMANHIIIA, THA30IMHIUIIA, THA-
30JIMIMHIIA, TTUPAHKIIA, THOMMPAHIIA, TETPAruIpoNupaHiia, JTHOKCATHHWIA, TUIIePUANHIIA, MOP(OIHHIIIA,
THOMOPOJIMHIIA, THOMOP(OTHHNAT S-0OKCHIa, THOMOP(OIHMHIIT S-THOKCUIA, TIUIIEpa3suHUIA, a3elTUHIIIA, OK-
CeNMUHMIIA, TUa3eTTUHIIIA, TPOIIAHIIIA, OKCA30IHMHOHUIIA U TOMOTPOIIaHHUIIA.

18. Coenunenue 1o 11.1, nmeromee Gopmyay (1)

o
(ft f
4 ‘ N/\b
,KN N) NTRZ

(0]
e
(R12)r ),

WK eTo (papMareBTUICCKU IprueMiieMast Cob,

rae Y mpencraenser cobort CH wmu N;

R, mpencrasnser coboit (Ci-Cg)ankmi, apui, 5-24-4IeHHBINA TeTepOoapuil, COACPKAIIUN B KOJBIIEC OUH WITH
HECKOJIBKO TeTepoaTtoMoB, BEIOpaHHBIX U3 N, O mwin S, (C;-Cg)umkmoankwmi, rereporuiimi, NRoR umu ORyy,
TJIe aNTKWJI, apwil, IUKIOATKII U TeTSPOIUKITIII HEOOSI3aTeIbHO 3aMEIICHBI OTHUM WK Ooiee Rg;

Kaxabelii Rg HesaBucuMo B kaxaoM ciydae BeiOpaH u3 D, (C;-Cg)ankmia, (C;-Cg)ankokcu, (C;-Cq)rano-
renankmna, (C;-Cg)ranorenankokcy, (C;-Cs)ankunen-O(C,-Cg) ankuna, (Co-C,)ankunenapmna, (Cy-Cy)ankuneH-
5-24-qj1eHHOTO TEeTepOapmiIa, COAEPIKAIIETO B KOJBIE OJUH MIIM HECKOJBLKO TeTepOoaToMoB, BRIOpaHHBIX 3 N, O
nmm S, (C;-Cjp)mmknoankmia, rerepouukinia, (Co-C,)ankunen-O-apuna, (Cy-Cy)amkuneH-O-5-24-41eHHOTO
reTepoapuia, COAEPXKAIIero B KOJIBIIE OJMH WM HECKOJIBKO TI'eTepoaToMoB, BeIOpaHHBIX w3 N, O wmm S,
O-(Cs-Cy)rmuknoankuia, S-5-24-4j1eHHOTO reTepoapuia, COIEPKaIlero B KOJbIe OJUH HITH HECKOJIBKO TeTepoa-
TOMOB, BeIOpaHHbIX M3 N, O umn S, ranorena, CN, C(O)R;y, CO(O)R;y, C(O)NR;oR};, S(O)qR19, S(O)qNR R},
NR;(S(O)qR11, (Co-Ca)ankunen-NR R, NR;joC(O)R;;, NR;(C(O)C(O)R;;, NR;(C(O)NR R}, -P(O)((C,-Ce)an-
Ku),, -P(O)(apmn),, -SiMe;, SFs win OH, rme ankui, alkwieH, apui, TreTepoapriia U TeTCPOIMKIMI Heo0s3a-
TeJIbHO 3aMeIeHBI OTHUM W Oojiee Ro;

win Ba Ry COBMECTHO, KOTJ]a HAXOMATCS HAa COCEIHUX aToMax yriiepoja, o0pa3yroT apuiIbHOE KOJbIIO,
HeoO0s3aTeNIbHO 3aMeIlleHHOe OJHUM Wi Oosiee Ro; mnm 1Ba Ry cCOBMECTHO, KOTIa HAXOAITCS Ha COCETHUX aTo-
Max yriepozaa, o0pa3yioT 5-24-4jeHHOe TreTepoapuiIbHOe KOJIBIIO, COAepkKallee B KOJbIIEe OJUH WIH HECKOIBKO
TreTepoaToMoB, BeIOpaHHBIX 3 N, O wim S, HeoOsI3aTeIbHO 3aMeleHHoe oTHUM wiu Oostee Roy; mmm nBa Rg co-
BMECTHO, KOT/Ia HaxOJfTCS Ha COCETHUX aTroMax yriepojaa, o0pa3ylioT TeTepOlrKIHNIbHOE KOJbIO, HeoOs3a-
TEJIHHO 3aMeIeHHOe OTHUM WtH OoJiee Ro;

KXl Ry HE3aBUCHMO B KaxxaoM citydae BeiOpaH u3 D, (C-Cg)anmkuna, (C;-Cg)ankokcn, (Cs-Cg)IKIino-
AJIKWJIa, TrajJorcHa, apuia, OH, CN, C(O)R](), C(O)NRI()R”, NR10C(O)R11, NR]()R”, S(O)quo, S(O)qNRl()R]l,
NR4S(O)¢R11, 0kco, -P(O)((C,-Cg)ankun),, -P(O)(apun),, SiMe;, SFs, O-apuna, CN unu O-5-24-unenHoro re-
Tepoapwiia, COACPKAIIETO B KOJIBIC OJUH WU HECKOJIBKO TeTepOaTOMOB, BRIOpaHHEIX U3 N, O umu S, rie ankui,
apwil U MUKJIOANKHI HEOOS3aTeIbHO 3aMCIICHBI OJHUM WA 0oJiee 3aMECTHUTEIIIMHU, HE3aBUCUMO BHIOPAHHBIMU
u3 (C;-Co)ankuna, (C;-Cq)ankokcu, (C;-Cq)ranorenankuna, ranoresa, apuna, NRj4C(O)R;s, NR4S(0)¢R;5, OH
nmu CN;

wik aBa Ry coBMecTHO, KOTJa HAaXOJATCS Ha COCEHHUX aToMax yriepoja, oOpa3yioT apHibHOE KOJIBIIO;
wiH JaBa Ry COBMECTHO, KOTJ]a HAXOJATCS HA COCEMHUX aToMax yIiiepojia, o0pasyioT S5-24-diieHHoe TreTepoa-
PWIBHOE KOJIBIIO, COMEprKaliee OMUH MM HECKOJIbKO TeTepoaToMoB, BhIOpaHHBIX M3 N, O miu S; mwin nBa Re
COBMECTHO, KOTJ[a HaXOISATCS Ha COCEIHMX aToMax yriiepoja, 00paszyioT (C;-C o) IMKI0OaTKHUIBHOE KOJIBIIO;

Kaxaelii Rjp m R, He3aBucumo B kaxkmom ciydae BbeIOpan m3 H, (C;-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)anxunmna, (Cy-Cs)ankmrenapmia, (Cy-Cy)ankuneH(C;-Cg)rmknoankuna, (Cy-C,)amkuaeHreTepouKiInia,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WIH HECKOJIBKO TeTepOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e anKui, alKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TEeTEPOIIKIII, apHi U TeTepoa-
pWI  HEOOS3aTeNbHO 3aMEMICHBI OJHMM WM 0OJee 3aMCECTUTCISAMH, HE3aBHCHMO BBIODAaHHBIMH U3
(C;-Cg)ankuina, (C;-Cy)amkoxcu, (C-Cg)ranorenankmuna, (C;-Cq)ranorenankokcu, (Cs;-Cg)UuKioankuia, reTepo-
nuknuia, apuna, S(0)4(C;-Cs) ankuna, S(O){NR4R;5, NR14R 5, NR14C(O)R s, ranorena, OH umn CN;

mw Ry 1 Ry; cOBMecTHO 00pa3yroT reTepoIMKIMIBEHOE KOJBI0, HE00I3aTeIbHO 3aMEIICHHOS OJHUM WJTH
Oonee 3amecTHTENSIMU, BBIOpaHHBIME U3 0kco, C(O)(C,-C;)amkuna wiu NR 4R s;

Kaxaelid R, He3aBuCcHMO B KaxkaoM ciaydae BeiOpan m3 D, (C;-Cq)ankuina, (C;-Cq)ankokcu, (C,-Cq)rano-
reHankmna, (C;-Cg)uukmoaskuna, apmia, 5-24-4JIeHHOTO TeTepoapuia, COAEpKallero B KOJbIE OAUH WM He-
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CKOJIBKO TeTepoaToMoB, BeIOpaHHbIX U3 N, O wmn S, O-apmia, O-5-24-4jeHHOTO TeTepoapuia, CoAEpIKaliero B
KOJIBIIC OJIMH WU HECKOJBKO reTepoaToMoB, BeIOpaHHBIX U3 N, O wmmu S, O-rereporurnmia, O-(C;-Cg)uuk-
JIOAJIKHJIA, S(O)quo, (CHz)PC(O)ORw, C(O)NR14R15, S(O)qNR14R15, NR]4R]5, NR14C(O)NR14R15,
NR14C(O)OR10, NR14SOqR10, NR14COR10, TaJIoOrcHa, -P(O)((CI-CG)aHKI/IH)z, -P(O)(apHH)z, -SiMe3, SF5 nim OH,
T/Ie aNKWJI, apwil, TeTepOapiil ¥ IUKJIOAIKIUT He00s3aTeNbHO 3aMEeICHbI OTHUM Win Ooiee R3;

Kakaelid R;; HezaBucmMo B Kaxaom ciiydae BeiOpan w3 D, (Ci-Cg)amkuma, (C,-Cg)ramoreHayikuia,
(Cy-Cg)ankoxcu, ranorena, (C,-Cq)ranorenankokcu, (C;-C¢)ruapokcHalikiia, TeTepOIuKInIa, 5-24-4JIeHHOTO
reTepoapuiia, CoAep Kaiero B KOJIbIe OJWH WIA HECKOJIBKO reTepoaToMOB, BEIOpaHHBIX 3 N, O mimn S, apuia,
ORys, C(O)Rys, C(ONRuRis, NRyRis, S(O)gRis, NRisS(O)gRis,  S(O)NRisRis, NRsC(O)NRpR;s,
NR4C(O)OR;s, -P(O)((Cy-Cy)ankmn),, -P(O)(apmi),, -SiMes, SFs wmu CN, e ankui, DUKIOANKII, apuil, TeTe-
POLIMKIIMII W TETepoapwyi 3aMeIIeHbl OJHMM WX OoJiee 3aMECTUTCISIMH, HE3aBHCHMO BHIOPAHHBIMU W3
(CI-C6)aJ'IKI/IHa, NR14C(O)R15, OH, CN, C(O)R14 HIIn NR14R15;

win 1Ba Ri; COBMECTHO, KOT/Ia HAXOATCS HA COCEIHUX aToMax YIiepoja, 00pa3yrT TeTepOIMKIMIEHOS
KOJIBIT0, HEOOS3aTEIBHO 3aMEeIICHHOE OJHUM Win Ooitee Riq; mmn aBa Ri; coBMecTHO, KOTr/ia HaxXOJsTCS Ha CO-
CeIHMX aToMax yriiepona, o0pa3yroT 5-24-4ieHHOe reTepoapmwibHOE KONBIO, COAEpIKaIiee B KOJbIE OJMH M
HECKOJIBKO TeTepOoaTOMOB, BEIOpaHHBIX M3 N, O wimm S, HeoOs3aTenbHO 3aMeIeHHOe OTHUM WiH Oosee R q; mmun
nBa R;; coBMecTHO, KOT/Ia HaxOATCS Ha COCETHUX aToMax yriepojaa, o0pasyioT 3-12-ulieHHBIA CIUPOTeTepo-
UK, COZEPIKaIINil OIH WM HECKOJIBKO TeTepOaTOMOB, BEIOpaHHBIX M3 KHCIOPOa, a30Ta WIIH CEPHI, HE0Os-
3aTeJIbHO 3aMEIEHHbBIH OHUM UIu O0oitee R ¢;

Kaxaeli Ry mw Rys HesaBucumo B kaxkmom ciydae BbeIOpaH m3 H, (Ci-Cg)ankuma, (C,-Ce)ankeHmia,
(Cy-Cg)ankunmna, (C;-Cy)ankmieH(Cs-Cg)uukioankmia, (Cy-Cy)ankunenrerepouukimia, (Cy-Cy)ankuieHapuna,
(Cy-Cy)ankuieH-5-24-4ICHHOTO TeTepoapuiia, COACPIKAIICTO OJUH WM HECKOJIBKO IeTepOaTOMOB, BHIOPAHHBIX
u3 N, O wiu S, wiu CN, e amKui, aKeHU, aTKUHII, aJTKWICH, IIUKIIOATKIII, TETEPOIMKIII, apHi U TeTepoa-
PHWIT HeOOsI3aTeIHHO 3aMEIICHBI OHUM Wi Oomee Rig;

wi R4 1 Ri5 COBMeCTHO 00pa3yIoT reTepOIMKIMIBEHOE KOJBII0, HE00SI3aTeIbHO 3aMEIICHHOS OJHUM WIJTH
ooiee Rq;

KaXIbli R ¢ HE3aBUCHMO B KaxaoM ciaydae BeiOpaH u3 D, (C,-Cg)amkuna, (C,-Cy)ankenmna, (C,-Cg)amku-
auna, (C;-Cg)ramorenankuna, (C,-Cg)ankoxcu, (C,-Cq)ranorenankokcu, C(O)(C,-Csz)ankmna, NHC(O)(C,-Cy)ain-
kuna, CN, CH,CN, okco, S(O)4(C,-Cg)ankuna unu OH;

nnn 1Ba R COBMECTHO, KOT/Ia HAXOIATCS HAa COCEIHMX aToOMax Yriiepoja, 00pa3yloT apHiIbHOE KOJNBIIO;
i 1Ba Rig COBMECTHO, KOT/Ia HAXOAATCS HAa COCEIHUX aToMax yriepoja, o0pasyror 3-12-umeHHoe cnuporeTe-
POLMKITIIIBHOE KOJIBIIO, COJACpIKAIllee OJWH UM HECKOIBKO TeTepOaTOMOB, BHIOPAHHBIX W3 KHUCIOPOIA, a30Ta
WIH CEPHI;

ppasen 0, 1l umu 2; u

Kaxplil q pasex 0, 1 unu 2; u

rpasen 0, 1,2, 3,4 unu 5,

I'JIe KaXIbIi apyil HE3aBIUCUMO BBIOpAH M3 TPYIIIBI, COCTOsIICH U3 (eHma, Ondennna, HadTHIa, aHTpalle-
HWIa, (eHanennna, GeHanTpeHnIa, HHIaHWIA, HHACHWIIA, TeTparuApoHapTAIMHEHWIA, TETPAruIpOOSCH30aHHY-
JICHWNA; U

KaXXIbI TeTepONUKIIIII HE3aBUCHMO BEIOpAaH M3 TPYIIIBI, COCTOAIICH U3 OKCETaHWIIa, a3eTaiHIIa, TeTpa-
runpodypaHuiia, TeTparuApoNHUpaHniIa, THPPOIUANHIIIA, OKCAa30IMHIIIA, OKCA30IUANHIIIA, THA30JINHIUIA, THA-
30JMONHMTA, TUPAHWIIA, THOTIMPAHWIA, TeTPAaruAPONMpPaHIIa, THOKCATHHIIIA, TUICPUANHIIIA, MOP(OIHMHNTIA,
THOMOP(HOTMHIIIA, THOMOP(QOIUHIIT S-OKCHIa, THOMOP(GOIUHIT S-THOKCH/A, TTUIICPA3HHNIIA, a3eMUHIIA, OK-
CETMHWIIA, TUA3CTHHIIIA, TPOIIAHWIIA, OKCA30IUINHOHMIA U TOMOTPOIIaHHUIIA.

19. Coenunenne 1o 1.1, BEIOpaHHOE M3 TPYIIIIBI, COCTOSIIEH U3 CIEIYIOMNX COSANHEHUMH:

5-((1-(1-akpronna3eTUINH-2 -KapOOHMIT )-4 -TH P OKCHTTHIIE pUANH-4-1n)MeTin) - 1 -(Oudenmn-4-nn)- 1 H-u-
pazoiol[3,4-dmupumunun-4(SH)-on;

N-(2-{4-[4-runpoxcu-4-({1-metmi-4-oxco-1H,4H,5H-nupazono[ 3,4-d JnupumuanH-5-nm } MeTHII ) TUIIEpH-
nuH- 1 -kapOoHwI | heHnn } peHnn)dTeH- 1 -CyappoHaMHuT;

3-({1-[(3S)-4,4-mucprop-3-(3-prop-1H-mmpa3zon-1-um)0yTaHown | -4-ruAp OKCUTTUTICPUANH-4 - 1T } METHI )-7 -
(4-dbropdennn)-3H,4H,7H-mupposo[2,3-djmupumuana-4-oH;

1-(4-(3,3-mudropumkiodyTokcu ) e )-5-((4-ruapoxcu- 1 -(1-MeTrImuKIIonponan- 1 -kap OOHUI ) TUITEepH-
nuH-4-mn)metin)- 1,5-murunpo-4H-mupasono| 3,4-d mupuMunna-4-0H;

5-({1-[(3S)-4,4-mucrop-3-(1 H-nmupa3zon-1-nn)0yTaHnowmi]-4-TuapOKCHITHIIEPUAUH-4-11 } MeTH)- 1 -(4-dTop-
¢dennn)-1H,4H,5H-nupazono| 3,4-dmupuMuana-4-oH; 1

1-(4-dpropdenun)-5-({4-runpoxcu-1-[(1R,4R)-4-[(1-meTun-1H-nupa3zon-3-wmn)okcH |IMKIOreKcaHkap0o-
HwI | nunepuanH-4-nn } Mmetn)- 1 H,4H, SH-iupazono[ 3,4-d Jniupumuaun-4-oH,

WK ero (papMareBTUIECKU MprueMiieMast CoJb.

20. Coeaunenue no 1.1, re coemHeHne npencrasisieT codoit 5-((1-(1-akpunonnaseTunuH-2-KapOoHMII)-
4-runpoxcununepunuH-4-un)MeTn)- 1 -(onpennn-4-mn)- 1 H-nupazono[ 3,4-djnrupumnun-4(SH)-on, wnim  ero
(hapMareBTHYECKH TpHEeMIIeMast COJb.

21. Coemunenwe 1o 1.1, Tae coenuHeHne peacTaBisier coooit N-(2-{4-[4-runpokcu-4-({1-meTnn-4-okco-
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1H,4H,5H-nmpazosno[3,4-d |nupuMuIUH-5 -1} METHIT) TUIIEPUINH- | -kapOoHWT | e } pernin)ateH- 1 -cynpdona-
MU/, WK €T0 (papMareBTUIECKH ITPpUeMIIeMast COJlb.

22. Coemunenue mo 1.1, rae coeamnenue mpexactasiser codor 3-({1-[(35)-4,4-nudTop-3-(3-pTop-1H-
MUPa3odi-1-wr)0yTaHow |-4-THIPOKCUTTATIEpU TN H-4-1T } MeTHT)-7-(4-dTopdenwmn)-3H,4H, 7TH-tuppomno[2,3-
d]jmapumuanH-4-0H, WU ero (papMaleBTUISCKH MPpUEMIIeMast COJTb.

23. Coenunenue 10 1.1, TIe coeAMHEHUE TIpeacTaBiseT coboi 1-(4-(3,3-mudTopuKI00yTOKCH ))PeHIIT)-5-
((4-runpoxcu- 1 -(1-mMeTnnmukIonponan- 1 -kapooHwI) munepuauH-4-mwi)MeTn)- 1, 5-muruapo-4H-mupazomno[ 3,4-
d]jmupumuanH-4-0H, HIH ero (papMaleBTUISCKH IMPUEMIIeMast COJb.

24. CoeauHenue 1o 1.1, e coenunenue npeacrasisier codoit 5-({1-[(3S)-4,4-nu¢rop-3-(1H-nupazon-1-
Wi1)0yTaHOMII | -4-TUAPOKCUITUIIEPUANH-4 11 } MeTHI) - 1 -(4-dTopdennn)-1H,4H, SH-mpazono[ 3,4-d Jnupumu auH-
4-0H wiH ero (hapManeBTHYECKU TIPHEMIIEMast COJIb.

25. CoenuHenue mo 1.1, rae coeauHeHHWe mpeacTtaBisier coboi 1-(4-propdenwmn)-5-({4-runpoxcu-1-
[(1R,4R)-4-[(1-meTwmi-1H-nupa3o:1-3 -1 )okcH |UMKIIorekcaHKapOoHMI JinnepuanH-4-ui f metin)- 1 H,4H,5SH-nn-
pazoiol[3,4-dmupumunH-4-0H, nin ero papMaleBTUIECKH ITPUEMIIeMast COJIb.

26. dapmarieBTHUECKass KOMIIO3HUIIHSI, HHTHOUPYIOIIasi yOUKBUTHH-crieruuanayto nporeasy 7 (USP7), co-
neprkarias 3p¢GEeKTUBHOE KOJIMYECTBO COCTUHEHHS 10 Jitobomy u3 mi.1-25 u papManeBTHIeCKH PHEeMIIEMBbIH
HOCHTEIIb.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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