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B KOTOPBIX R, R%, R R*, R’ R®, A", A% A®, A*, A’ i n SIBIAIOTCS TaKHMH, KaK OTIpENIeIICHO B M300PETCHHUM,
KOMIIO3HUIINH, COZIEPXKAINe 3TH COCAMHEHUS, U CIOCOOBI NPUMEHEHUs] STUX COCAWHEHUH B KadecTBe
nHruduTopos anmprocreponcuHTassl (CYP11B2 wim CYP11B1) anst yedeHnst mnm mpoQUIaKTHKH
XPOHHYECKOTO 3a00JI€BaHMs MTOYEK, 3aCTOHHOM Cep/IeuHOI HeOCTaTOYHOCTH, TUIIEPTEH3HUH, IEPBUYHOTO
TUNepanbA0CTepOHN3Ma U cuHApoma KymnHra.
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Hacrosimee n300peTeHre OTHOCUTCS] K OPraHUYECKUM COSIMHEHHUSM, MTOJIE3HBIM ISl TEPAIiy Win Ipodu-
JIAKTUKH Y MIIEKOTIUTAIONIET0, U, B YaCTHOCTH, K MHIrnOuTOpaM anbroctepoHcnHTassl (CYP11B2 nm CYP11B1)
JUIS JIEYEHUST WM TPOQUIAKTHKH XPOHUUYECKOTO 3a00JI€BaHUsI TTOYEK, 3aCTOMHON CEpACYHON HEIOCTATOUYHOCTH,
THIIEPTEH3HH, IEPBUYHOTO IMIIEPaNIbA0CTEPOHN3MA U cuHIpoma KymuHra.

B HacrosmeM n300peTeHIH MpeiokeHbl HOBbIe coennHenus hopmysl (1)
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R°® © A\) 0

rae R npencrasisiet cobort H, Ci-Cy-ankun wim ¢permn-C;-C,-aaxu;

R? u R® HesaBucumo BbIOpansl u3 H winn C-C;-ankmna;

R* npezcTaBisieT coboit H;

160 R' u R? BMecTe ¢ aToMoM yriepoja, K KOTOPOMY OHHU TPUCOEAUHEHBI, 00pa3yroT C;-Cy-IIMKIIOATKIIT,

Al MpEeCTaBIsIET COOOU CRB;

A MpECTaBIsIET COOOU CRQ;

Al MIpeACTaBIsAET COO0M CRlO;

A* TIpeACTaBIsAeT cOO0M CR“;

A’ TIpeACTaBIsAeT COO0H CR6;

onuH U3 R°, R6, R’uR? BBIOpaH u3 aroma ranoreHa, C;-C;-aKOKCH U THAPOKCH, a APYTHE, Kax bl He3a-
BHCHMO, BbIOpaHbl 13 H 1 aToMa ranoreHa;

R’ npencrasisieT codboit H, arom ramorena, muano, C,-Cs-ankun, ruapokcu-C,-Cy-ankwmi, ranoreH-C-Cq-
ankui, Ci-C;-ankoken-C;-C-anmkmi, C;-Cq-ankokcu-C;-Cg-riukmoankun-C,-Cs-ankun, qu-C-Cq-ankokcu-C;-C,-
QNKWI, 3aMCIIeHHBIA (QeHmIruaApokcu-C -C,-alKul WM 3aMEIIeHHBIH reteponuknoankmi-C -C,-ankun, re
TETEePOIUKIOANKIII TIPEICTABISCT COO0H 6-UJICHHBIA TeTepOLUKIOAIKII, COICPKAIIUI Ba aTOMa a30Ta B Kaue-
CTBE TETEPOATOMOB, TJI¢ 3aMeIIeHHbIN (heHITHIPOoKCH-C -C7-aNKi U 3aMeIIeHHbIN reTeponukioankuia-C,-Cs-
aJIKWJI 3aMENICHBI R32, R¥u R34, rae R32, R¥u R34, Ka)</Iblii HE3aBUCHMO, BEIOpaHbI U3 H, aToma ranorena u C-
Cs-ankuna;

R'"” npencrapmser coboit -O,-(CRR'®),-(CR'7R'®),-(CRR™),R*;

6o R’ 1 R' BMecTe ¢ aToMamu yrizeposa, K KOTOPBIM OHH MPHCOCIUHEHE, 00pasyioT 3aMeleH bl Cs-
Cy-TIMKIIOATKIII, 3aMEIICHHBIN (SHIT W 3aMEeNIeHHBIH S-UJIeHHBIH TeTepoapil, CoAep AU OJWH WU JBa
aToMa a30Ta B KaU4eCTBE IreTepoaToMOB, Ie 3amerneHHbI C;-Cg-IIMKII0ATKHII, 3aMeIeHHBIA (PeHIIT U 3aMeIeH-
HBII TeTepoapuil 3aMelIeHbI R35, R¥* u R37, rIe R¥ s R¥* u R37, KXl HE3aBUCUMO, BBIOpanbl u3 H, atoma ra-
norena, ammHo, HUTpo, C;-Cs-amkmia, C;-C;-amkmnkapbonuna, C;-C,-amkwicynbponmna, ramnoreH-C;-C-
ankwna, Ci-Cs-ankunkapoonmnamMuHo u Ci-C-aNKuicyib()oHIIaMIHO;

R' npeacTaBiset coboit H;

RIS, R uR" BBIOpaHBI, KXl HezaBucumo, u3 H, C;-C;-ankuna, C;-Cg-riuknoankmia, ranoreH-C,-C;-
anmkuiia u rasoreH-C;-Cg-1TUKII0aNKuIa;

Rl(’, R"®uR¥ BBIOpAHBI, KaX bl He3aBUCHMO, U3 H, runpokcu, atroma ranorena u C,-C;-ankuia;

R* npencrasiser coboir H, atom ramoreHa, muaso, -ORZS, —SRZS, -S(O)R25 R -NR25R26, -NR26SOZR25 R
-NR*C(O)R*, -NR**C(O)NR*R?, -C(O)R*®, -C(O)NR*R*, C3-Cg-mKinoankui, 3aMemmeHnslii retepo-Cy-Cg-
IIUKIIOATTKHII, COJEpIKAIIMiA B Ka4eCTBe TETEPOATOMOB OJH aTOM a30Ta, JIBa aToMa a30Ta, aTOM a30Ta M aToM
KHCJIOPOJIa MJIM aTOM a30Ta U aTOM CEephl, 3aMEILEHHbIN S-UJIeHHBIN reTepoapui, CoAepKaluil B KauecTBe reTe-
pOATOMOB OJIMH, IBa WJIM TPU aTOMa a30Ta WM aTOM a30Ta M aTOM KHCJIOPOJa, WJIM 3aMEUIeHHBINA (EeHW, TIe
3aMeIIeHHbIH TeTepo-Cs-Cg-TIMKI0ANKIII, 3aMEIIEHHBIH TeTepoapiil U 3aMeIIeHHbIH (DeHHUIT 3aMeIIeHbI R*® R¥
u R40, rae R38, R u R40, KaXIbIil He3aBHCUMO, BEIOpaHbl U3 H, aToMa ranoreHa, THIPOKCH, aMHHO, IUAHO, OK-
co, Ci-Cy-anmkuna, Ci-Cy-ankmwikapoonuna, C;-C;-ankmicynbponmna, ruapokcu-C-Cs-ankmna, ramoreH-Ci-Cs-
ankmna, C;-Cg-miukmoankmna, C;-C;,-ankokcukapoonmna, Ci-Cq-anmkokcu-C-Cs-aNkuia v XJIOpIUPHIUHIIKAP-
OoHMIa,

R npencrapiset coboit H, C;-C;-amkwmn, ruapokcu-C,-Cy-ankun, kapookcu-C,-C,-ankui, ranoreH-C,-C,-
ankwi, Cs-Cg-muxmoankmt, Cs-Cg-mukmoankmin-C-Co-ankui, 3aMemneHHbIid retepo-Cs-Cg-IMKIT0anKuil, coaep-
JKaIlliidi B Ka4eCTBE TeTepoaroMa aToM KHCIopoaa, 3aMelIeHHbIH Tretepo-Cs-Cg-muxmoankun-C,-Cs-amkui, co-
JIepKaliii B Ka4eCTBE TeTepoaToMa aTOM a30Ta WM aTOM KHCJIOPOJa, 3aMENIeHHBIA TeTepoapuil, MpeacTaB-
TSIONTUN OO0 S-uNeHHBIH reTepoapwi, COAep KA B KaueCTBE IreTepoaTOMOB JIBa aTOMa a30Ta WJIM aTOM
a30Ta ¥ KUCJIOPOa, WM 6-4JISHHBIA TeTepoapmi, CONEPIKaIIi B Ka4ecTBE TeTepoaToMa aToM a30Ta, 3aMellleH-
HBIA TeTepoapmit-C,-C,-alkum, TIe TeTepoapiil MPeACTaBiIsIeT cOO0NW S-UIEHHBIH TeTepoapmil, CoIepKallui B
Ka4yeCcTBE IeTePOATOMOB JIBA aTOMa a30Ta, 3aMCIICHHBIA (eHMI WK 3amerneHHbIi penmn-C,-Cr-amkun, Tae 3a-
MenleHHbIH TeTepo-C;-Cg-nukinoanku, 3aMmemeHHbld retepo-Cs-Cs-muknoankui-C-Co-ankui, 3aMelieHHbINR
reTepoapwi, 3aMemieHHbIN retepoapuin-C -C,-aaKkui, 3aMeleHHbI GeHmT U 3ameneHblin Geam-C,-C,-amkun
3aMEIIEHBI R41, R¥ u R43, rae R41, R¥ u R43, KaX/Iblil He3aBUCUMO, BhIOpaHkl 3 H, atoma ranorena, C;-C--
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ankuia u ranored-C,-C,-ankuna,

R* u R BBIOpaHbI, Kaxnelid HezaBucumo, u3 H, C;-C;-amkmma, Cs;-Cg-mkioankuna, rajgoreH-C;-C-
ankuna unu ranoreH-Cs-Cg-IIUKII0aIKuiIa;

m6o R” 1 R? BMecTe ¢ aTOMOM a30Ta M aTOMOM yIiIepoa, K KOTOPHIM OHH MPHCOEIHHEHBI, 00pa3yioT
reTepo-Cs-Cg-TTUKIT0aTKHIIT,

R*® npencraBmsier coboit H, 3amernennsiii reTepo-Cs-Cy-IHKIOAIKII, COACPXKALIHIT B KAYECTBE reTepoa-
TOMa aTOM a30Ta WJIM aTOM a30Ta M aTOM KUCJIOpOJa, MJIM 3aMEILIEHHbIN S-4JIEeHHBIN TeTepoapuil, COAep KAl B
KadyecTBE TeTepOaTOMOB JBa aToOMa a30Ta, IAe 3aMemeHHbIH TreTepo-C;-Cy-IIIMKI0anKnil U 3aMeIIeHHBINH TeTe-
poapui 3aMeIEHbI RSO, R u R52, rae RSO, R u Rsz, Ka)X/Iblii HE3aBUCUMO, BBIOpaHBI U3 H, aToMa rajoreHa,
ruapokcu u C-C;-ankuna;

N paBHO HYJO Wi 1;

m paBHO HYJIO Wi 1;

P, q ¥ T HE3aBUCUMO BBIOpAHBI U3 HYJIA U 1;

1 MX (papMaIeBTUICCKH TPUCMIIEMBIC COJIH.

B manHOM M300peTeHHM aBTOpAMH W300pPETEHHsSI PACKPBITHI WHTHOWUTOPHI albJIOCTEPOHCHHTA3BI, 00JIa-
JAIOIINE MTOTEHIHAJIOM 3allUTHl OT TOBPEKACHUS OpraHa/TKaHHW, BBI3BAHHOTO aOCOJIOTHBIM WM OTHOCHTEIH-
HBIM M30BITKOM aNbJ0CTepoHa. | MmepTeH3us mopaxkaer npuommutensHo 20% B3pociIoro HacelIeHUs B pa3BH-
TBIX CTpaHax. Y JoJei B Bo3pacTe 60 JeT U cTapliie 3TOT MPOIEHT Bo3pacTaeT A0 3HaueHus Beime 60%. Cy0n-
eKTHI, CTpaJaloIfe THIEPTEH3UEH, MPOSBISIIOT MOBBIIIEHHBIH PHUCK IPYTrUX (QDU3MOIIOTHYECKUX OCIJIOKHEHHH,
BKITIOUAIONUX yaap, HHOAPKT MHOKapaa, GUOPHIISAINIO TpeACepanii, CepACIHYI0 HETOCTAaTOYHOCTh, 3a00JIeBa-
HHUE TepUPEPUICCKUX COCYIOB U HapyIIeHHE (PYHKIMH TOYCK. PeHIH-aHTHOTEH3UH-aIbIOCTEPOHOBAs CUCTEMA
SIBIISICTCS. OMOXMMHUYECKHAM ITyTEM, CBSI3BIBAEMBIM C THUIICPTEH3UCH, OOBEMHBIM U COJICBBIM OalaHcoM, U Oolee
HEJIaBHO C HEMOCPEICTBCHHBIM BKIAJIOM B KOHCYHOE TOBPCSKACHUEC OpraHa Ha IMO3JHUX CTaIUsIX CepACYHON
HEJIOCTAaTOYHOCTH WK 3a00JieBaHUS ModYeK. MHrHOUTOPBI aHrHOTeH3MHIIpeBpaatomero ¢pepmenta (AIlD) u
Omokatophl perienitopa anruoteH3uHa (BPA) ycnemrHo mMpUMEHSIOT IUIsl YBEIWYCHHS MPOAOIDKHUTEIBHOCTA U
YITydIIeHUs] KauecTBa JKU3HHU MAIMeHTOB. J|aHHBIC JIEKapCTBEHHBIE CPEICTBA HE 00ECTIEUNBAIOT MaKCUMAIIHLHYIO
3aIUTy. Y OTHOCUTEIILHO OOJBIOrO YHcia manueHToB HHrHOuTOpsl AII® n BPA npuBoaaT K Tak Ha3bIBaeMO-
My aJIBJOCTEPOHOBOMY MPOPBIBY, TO €CTh K SABJICHHUIO, IPH KOTOPOM YPOBHH QJIBIOCTEPOHA ITOCIIE TIEPBOTO HC-
XOJHOTO CHIDKEHHS BO3BPAIIAIOTCS K MATOJOTHYECKUM YPOBHAM. IIpoieMOHCTpHpPOBaHO, YTO BpEIHBIC TOCIE-
CTBHSI HEAJCKBATHO TIOBBIIICHHBIX YPOBHEH aibIocTepoHa (IO OTHOIIEHHWIO K YPOBHSM TIOTJIOMICHHUS COJEH)
MOJKHO CBECTH K MUHHMYMY ITyTeM OJIOKa[Ibl allbOCTEPOHA aHTaTOHUCTAMH PELENTOPa MUHEPATOKOPTHKOHIOB
(MP). Oxuparot, 4To MpsMOe UHTUOMPOBAHUE CHHTE3a albJ0CTEPOHA OOCCIICUUT JaXe JIYUIIYIO 3aIIUTY, MO-
CKOJIbKY OHO TaK)K€ CHU3HUT HETCHOMHEIC JICHCTBUS allbIOCTEPOHA.

JeiictBus anpaoctepoHa Ha TpancnopT Na/K mpUBOIUT K MOBBIICHHOW peabCopOIy HATPUS M BOIBI U
CEKpELUH Kallis B MOYKaX. B 1e10M 3To MpUBOIUT B pPe3yiIbTaTe K MOBBINICHHOMY 00BEMY KPOBH U, CICIOBA-
TEJNBHO, K TIOBBIIICHHOMY KPOBSHOMY HaBlICHHIO. [[OMHMO €ro poji B peryisiuy IMOYCYHOH peabcopOrum Ha-
TpHs, aTbIOCTCPOH MOXET OKa3hIBaTh BPEIHBIC NCHCTBHS HA MMOYKHU, CEPIIC U COCYIUCTYIO CHCTEMY, OCOOCHHO
B KOHTEKCTE "BBICOKOTO cojaepykanus Hatpus'. [TokazaHo, 9TO B TaKUX yCIOBHSIX aJIbJOCTEPOH MPUBOIUT K TIO-
BBIIIICHHOMY OKHCIUTEIHFHOMY CTpEcCy, KOTOPHIH, B KOHEYHOM CYETe, MOXET BHOCHTH BKJIQJ B HOBPEKICHUE
opraHa. MaH}y3ust ambaocTepoHa KpbicaM ¢ aHOMaJbHBIMU MMOYKaMH (JTMO0 B pe3ynbTraTe 00paOOTKH BHICOKUM
COJZIEpXKAHHUEM COJH, JHOO IyTeM OIHOCTOPOHHEH HE(pPIKTOMHUN) MHIYIHPYET IIUPOKUI pAI MOBPEKICHUI
MOYKH, BKIIOYAIOIINX DPACIIMPEHHE KIyOOYKOB, IMOBPEXKACHHE ITOIOIWTOB, MHTEPCTUIMAIHFHOE BOCHAJICHHE,
nposngepaIuio Me3aHTHABHBIX KIETOK B puOpo3, oTpakaeMbIil mpoTenHypueii. bonee KOHKpETHO OBLIO TIOKa-
3aHO, 4TO albJOCTEPOH MOBBIMIAET 3Kcnpeccuto Monekyinsl aare3un ICAM-1 B noukax. ICAM-1 kputudHo Bo-
BJICUCHA B BOCIHAJCHUE KIYy0OUYKOB. Takxke OBLTO MOKA3aHO, YTO albJOCTCPOH IOBBIIIACT IKCIIPECCUIO BOCITATIH-
TENBHBIX [TUTOKMHOB, Takux kak mHrepineiikun (UJI) WJI-1b u WJI-6, MCP-1 u ocreononTuH. Ha kierouHom
YpOBHE OBLIO MPOAEMOHCTPUPOBAHO, YTO B (prOpoOIacTaX KPOBCHOCHBIX COCYIOB alIbIOCTEPOH MOBBIIIACT IKC-
npeccuro MPHK konnmarena tumna I, Mmenmuaropa ¢pudpo3a. AbJOCTEpOH TaKKe CTUMYIUPYET HAKOIUICHHUE KOJUIa-
rera Tuna IV B Me3aHTHATBHBIX KIETKAaX KPBIC M HHAYLUPYET SKCIPECCUI0 HHTHONTOpa aKTUBATOpa IIa3MHHO-
reHa-1 (PAI-1; ot anri. plasminogen activator inhibitor) B riaIkOMBIIIEYHBIX KJI€TKaxX. B uTore, BBISIBICHO, YTO
ANBJJOCTEPOH SBISIETCS KIIFOYEBHIM TOPMOHOM, BOBJICUCHHBIM B MOBPEKACHHE MOYEK. AJIBIOCTEPOH WUIPAET B
PaBHO¥ CTENICHN BaXKHYIO POJIH MPH MOCPEIHUYECTBE PHCKA CEPACUHO-COCYTUCTHIX 3a00IeBaHMI.

CymecTByeT oOWIHe AOKIMHAYECKUX NAHHBIX, YTO AHTArOHWCTHI MP (CIIMpOHONAKTOH W JIUICPSHOH)
yIIydIIaloT KpOBSHOE AaBICHHUE, GYHKIIUIO CEPALa ¥ MOYEK B PA3IMIHBIX JOKIMHUIECKUX MOICIISIX.

Bonee HemaBHO B JOKIMHUYECKUX HCCIENOBaHMAX ocBeuleH BaxHbd Bkiaax CYP11B2 B cepaeuHo-
COCYIUCTYIO W MOYCYHYIO 3a0oneBaeMocTh U cMepTHOCTh. MHrHoutop CYP11B2 FAD286 u antaronuct MP
CIIMPOHOJIAKTOH OIICHUBAJIX B MOJICITH XPOHHYECKOTO 3a00JEBaHUS MOYCK Ha KpbIcaX (BO3JCHCTBHE BBICOKOTO
KOJIMYECTBA aHTHOTeH3UHA I[; BBICOKOTO CoOJNiepaHUs COJM M OJHOCTOpOHHEH HedpakTomuu). OOpaboTka aH-
THOTCH3MHOM Il M BBICOKHUM COJCpKaHHUEM COJH BhI3Balla albOyMHUHYPHUIO, a30TEMHUIO, PEHOBACKYISIPHYIO TH-
nepTpoduro, TOBPEKACHUE KITYOOUKOB, MOBHIIICHHY0 3kcnpeccuto MPHK PAI-1 u ocTeomoHTHHA, a TaKKE Ty-
OynouHTepCTHIHATIBHBIA (uOpo3. Oba TeKapCTBEHHBIX CPEACTBA MPEIOTBPAIAINA ITH MoYedHble dPPEeKTh U
OCITa0JISITN CepACUHYIO M a0pTaIbHYI0 MenuanbHyto runeprpoduto. [Tocne 4 Henens 006padbotkn FAD286 anb-
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JOCTEPOH B IUTa3Me CHMDKAJICS, TOT/IAa KaK CIIMPOHOJIAKTOH MOBBINIAJ aJbJ0CTEPOH Ha 4 1 8 Henensix o0paboTKy.
Taxoke ToJIbKO ciupoHoJakToH, HO He FAD286 moBbiman skcnpeccuto MPHK anrunorensuna Il u crumynupye-
Myto consimu akcmnpeccuto MPHK PAI-1 B aopte u B cepare. B apyrux mnccienoBanusx uaruourop CYP11B2
FAD286 ymy4man KpoBsiHOE JaBJICHHE U CePACYHO-COCYTUCTYIO QYHKIHIO U CTPYKTYPY Y KPBIC C IKCIIEPUMEH-
TaJbHOU CEepJCYHON HEIO0CTATOYHOCTHIO. B Tex ke mccienoBaHusx ObUIO mMoka3aHo, uto FAD286 ymydmmaer
(yHKITIHIO 1 MOP(DOJIOTHIO MTOYCK.

Brenenne nepopanbao aktuBHOro nHrnouTopa CYP11B2, LCI699 manueHnTam ¢ IepBHYHBIM THIIEPAITHI0-
CTEPOHU3MOM TIPUBEJIO K BBIBOMY, YTO OH 3¢ (dektnBHO MHrHONpyer CYP11B2 y manuenToB ¢ MepBUYHBIM TH-
HepabI0CTEPOHI3MOM, NIPUBO/SI B pe3yibTare K 3HAUUMO 0oJiee HU3KUM YPOBHSIM LMPKYJIUPYIOIIETO ajbIo-
CTEpPOHA, ¥ YTO OH KOPPEKTHUPYET TUIIOKATHEMHIO M CPEIHE CHIDKAET KPOBSIHOE JlaBlieHHe. JeHCTBHS Ha TIIOKO-
KOPTHKOHMHYIO OCh COTJIACOBBIBAINCH CO CIIA00H CENIEKTUBHOCTHIO COSAMHEHNUS M JJATEHTHBIM HHIMOMPOBaHUEM
CUHTE3a KOPTH30Ja. B3sThIc BMecTe, 3TH JaHHBIC MTOATBEPKIA0T KOHIEIHI0, 4To HHruoutop CYP11B2 moxer
CHMXaTh HEaJCKBaTHO BHICOKHE YPOBHH AlIbIOCTEPOHA. Ba)kHO, YTOOBI TOCTM)KEHNE XOPOIICH CENEKTHBHOCTH
npotuB CYP11B1 010 CBOOOJHO OT HEXKENATCIBHBIX MOOOYHBIX NEHCTBHH HAa THITOTATAMO-THIIO(U3aPHO-
HaanodeunukoByto cuctemy (I'TH) u muddepenmponano paznmansie naruoutopst CYP11B2.

OOBEeKTaMH HACTOSIIETO H300PETEHUS ABIISIOTCS coenHeHUs Gopmybl (I) U X YIOMSHYTBIE BBIIIE COJIH,
a TaKkKe WX MPUMCEHEHHE B KadeCTBE TEPAIEBTUYECKH aKTHBHBIX BEMIECTB, (apMaIleBTHIECKHE KOMITO3HIINY,
JIEKapCTBEHHBIE CPEICTBA, COJCPIKAIINE ITH COCOMHEHUS, NX (hapMaleBTHUCCKH MPHEMIIEMBIE COJIH, IIPIMEHe-
HHUE ATUX COCAWHEHHH, CONEH IS JIeUeHH WIH NpOoQIIaKTHKU 3a00JIeBaHUN, B YACTHOCTH, NPH JICUCHUH WA
IpOoUIAKTHKE XPOHHYECKOTO 3a00JICBAHMS TOYEK, 3aCTOWHOW CEepAeYHON HEJOCTATOYHOCTH, THIECPTCH3WH,
MEPBUYHOTO THIIEPANIbAOCTEPOHN3MA U cuHApoma KyniuHra, 1 npuMeHeHne STHX COEIMHEHMH, cojiel Uil mo-
JYYCHUS JIEKAPCTBEHHBIX CPEACTB IS JICUCHUS WU MPOPIIAKTHKU XPOHHUSCKOTO 3a00JICBaHUS TTOYCK, 3aCTOMH-
HOH CepJIeYHOM HeJOCTaTOYHOCTH, THIIEPTEH3UH, TIEPBUYHOTO THIIEpaIbI0CTEPOHI3MA U CHHApoMa KymnHra.

Tepmun "ankokcu" o6o3Havgaet rpynmy ¢opmyisl -O-R', rae R' nmpeacraBnsier co0oit alkmIbHYIO TPYIITY.
[Ipumeps! aNKOKCUTPYIIBI BKIIOYAIOT METOKCH, ATOKCH, H-TIPOIIOKCH, N30TIPOIIOKCH, H-OyTOKCH, N300YTOKCH U
TpeT-OyTokcu. KoHKpeTHas aTKOKCUTpyTINa BKII0YAaeT METOKCH.

TepmuH "amKOKCHATKOKCH" 0003HaYaeT aIKOKCUTPYIIITY, Ie TI0 MEHbIIIEH Mepe OWH U3 aTOMOB BOJOPO-
Jla AIKOKCUTPYIIHI 3aMeIIeH APYroi aJKOKCUrpymmoi. [IpruMeps! anKoKCHaIKOKCUTPYIIIBI BKIIFOYAIOT METOKCH
METOKCH, 3TOKCH METOKCH, METOKCHUITOKCH, STOKCUITOKCH, METOKCHITPOIIOKCH U ATOKCHUIPOTIOKCH. KoHKpeTHBIe
TPYIIIBI ATKOKCHAIKOKCH BKITIOYAIOT METOKCHMETOKCH 1 METOKCHATOKCH.

TepMuH "alKOKCHATKOKCHATKMI" 0003HaYaeT alKUIBHYIO TPYIITY, TJ/Ie 110 MEHBIIIEH Mepe OJUH U3 aTOMOB
BOJIOPOJIa ANKHIIBHON TPYIIIEI 3aMEIEH TPYIION aTKOKCHAIKOKCH. [IprMephl TPYIIBI aTKOKCHATKOKCHATKILT
BKJTFOYAIOT METOKCUMETOKCUMETHII, STOKCUMETOKCUMETHII, METOKCHITOKCHMETIII, STOKCUITOKCUMETHII, METOK-
CHITPOTIOKCUMETHII, 3TOKCHIIPOIIOKCHMETHII, METOKCUMETOKCUAITHII, STOKCUMETOKCUITHII, METOKCHITOKCHUITHII,
9TOKCHITOKCHITHII, METOKCHIIPOIIOKCUATHII ¥ TOKCHITPOTIOKCHITHIL

Tepmun "ankokcuankwi”' 0003HaYaeT aJIKWIBHYIO TPYMILY, TJ€ MO MEHbIIeH Mepe OAWH U3 aTOMOB BOJO-
pOJla AMKWIBHOM TPYIIEI 3aMEICH ATKOKCUTPYIITON. IITFoCTpaTHBHBIC aTKOKCHAIKHIBHEIC TPYIITEI BKITFOYAIOT
METOKCHMETWI, STOKCHMETHJI, METOKCHITIII, STOKCHITHI, METOKCHIIPOIIHJI, 3TOKCHIIPOIIIII U H30IPOIIOKCHUME-
T KOHKpEeTHBIE aTKOKCHANKIIFHBIC TPYIITEI BKITIOYAIOT METOKCUMETHII, METOKCHATHI M N30TIPOITOKCHMETHIL.

Tepmun "amkokcukapOoHWI" o6o3HadaeT rpymnmy dopmynsl -C(O)-R', rae R' mpeacraBiser co0ol amkok-
curpymy. [IpuMeps! aTKOKCUKapOOHWIBHBIX TPy BKIOYatoT Tpymmbl popmyinsl -C(O)-R', toe R' mpencras-
JISIET COO0M METOKCH, 3TOKCH, H-TIPOTIOKCH, U30TPOTIOKCH, H-OyTOKCH, M300yTOKCH M TpeT-0yTokcu. KoHkpeTHas
AIKOKCHKapOOHMIbHAS TPYIIA IMpezcTaBisier coboit rpynmy dopmyinsl -C(O)-R', tae R' npencrasnser coboii
METOKCH.

TepMuH "aIKOKCHITMKJIOATKHIAIKII" 0003HaYaeT MUKJIOATKHIAIKIIBHYIO TPYIITY, TJe 110 MEHbIIeH Mepe
OJIMH U3 aTOMOB BOJIOPOJa ITUKIOATKIBHOMN TPYIIIBI 3aMEIICH aTKOKCHTPyMIoi. [IpuMepoM amKOKCHIMKIOAT-
KUJIATKWIEHOW TPYIIITBI SABISICTCS IIUKIOMPOMMIMETOKCUMETHIL.

Tepmun "ankun" 0003HAYAET OJHOBAJICHTHYIO HOPMAIBHYIO WU PAa3BETBICHHYIO HACKHIIICHHYIO YIJIEBO-
JOPOJHYIO TPYIIILY U3 aTOMOB yTIIepoAa B KonndecTBe oT 1 10 12. B KOHKPETHBIX BOIUIOMICHUSIX aJIKHI UMEET OT
1 mo 7 aTOMOB yriIepojia, ¥ B 0oJiee KOHKPETHBIX BOTUIOIMIECHUSAX OT 1 10 4 aTOMOB yTriieposa.

[Tpumeps! aaKmiIa BKIFOYAIOT METHII, STHII, TIPOTIFJI, H30MIPOINI, H-OyTHII, H300yTHI, (GTOP-OyTHII, U KOH-
KPETHBIE aJIKIJIBFHBIC TPYIIIBI BKIIOYAIOT METUIL, STHJI, PO M m3onponwi. bonee KOHKpETHRIMH aIKMIIEHBIMA
TPYIIIaM¥ SBIISIOTCS METHII, H30TIPOIIIIT M STHIL.

Tepmun "ankwminkapoonun" obo3znadaet rpynmy Gopmymns -C(O)-R', rae R' npencrasiser coboit anmkmib-
Hyto rpynmy. [IpuMmeps! ankuikapOOHWIBHBIX TPy BKiIo4aoT rpynms! Gopmynsl -C(O)-R', rne R' npencras-
JsieT co0OH METHJT MIIH STHIL.

Tepmun "anknnkapOoHMIaMHUHO" 0003HaYaEeT AMUHOTPYIITY, TJ€ OJMH U3 aTOMOB BoJopoaa rpymms! -NH,
3aMEIICH ANKHIKApOOHWIEHOW TPyMIbl. [IpuMepsl aNKmiIkapOOHMIAMHUHOTPYIIT BKIIOYAIOT TPyHObl, rae R'
MPEJICTABISIET COOOU METHI WM STI. KOHKpEeTHBIe alKHIKapOOHWIAMUHOTPYIIITEI BKITFOYAOT TPYMIEL, T1ae R'
Ipe/ICTaBIsIeT cOOOH THIL.

TepmuH "anKuIKapOOHUIAMUHOATIKMI" 0003HAYAET AMHUHOAIKWIBHYIO TPYIINY, T/Ie OAWH U3 aTOMOB BOJIO-
poma rpynmsl -NH, 3amerien amkuiakapOOHWIbHOH Tpynmol. IIpuMepsl amkuikapOOHWITAMHHOATKMIIEHBIX
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TPYIII BKITFOYAIOT TPYIEL, rAe R' mpeacraBiser cOO0H METHIT WITH 3THIL.

TepMuH "aNKIIIUKIOATKOKCH" 0003HaYaeT MUKIOAIKOKCUTPYIITY, T/Ie IO MEHBIICH Mepe OIUH U3 aTo-
MOB BOJIOpPOJIa IIUKJIOAIKOKCUTPYIIIHI 3aMEIICH alKWIbHOM rpynmoi. [IpruMeps! adKimIuKIoOaNKuiIa BKIFOYAl0T
METHIIIUKJIOTIPOIIOKCH, TUMETHI IIUKJIOTIPOIIOKCH, METHIITUKIOOYTOKCH, JUMETIIIITUKIOOYTOKCH, METHIIIIHKIIO-
TICHTOKCH, AUMETIIITUKIONCHTOKCH, METHIIUKIOTCKCIIIOKCH U TUMETHIIHUKIOTeKCHIIOKCH.

TepMuH "aTKUIIHKIOATKOKCHAIKIIT" 0003HAYaeT IMKJIOATKOKCHAIKWILHYIO TPYIIy, TA¢ MO MEHbIIeH
Mepe OJIMH M3 aTOMOB BOAOPOJA IUKIIOATKOKCHAIKWIBHOW TPYIIBI 3aMelleH ajJKuiIbHOU rpynmnoi. [Ipumepst
ANKWIIUKIIOATKMIA BKIIFOYAI0T METII HUKIOMPOIOKCUMETII, JUMETHIIUKIONPOIIOKCUMETHI, METHIIHKIO0Y-
TOKCHMETHII, TUMETIIIHAKIOOYTOKCHMETHII, METHIIIUKIONCHTOKCUMETHII, TUMETIIHUKIONICHTOKCUMETII, Me-
THINUKIOTeKCHIOKCUMETHI M JTUMETUIIIUKIOT eKCHTOKCUMETHIL.

TepmuH "ankuInUKIOATKIIT" 0003HAYAET IMKIOAIKIWIBHYIO TPYIINY, TJe 10 MEHBIIEH Mepe OJMH U3 aTo-
MOB BOJOpPOJAa IUKJIOANKWIBHON TPYIIBI 3aMEIICH aJKUIFHOU TPYyNnoi. [IpuMepsl alKUIIMKIOATKIIA BKITIO-
YT METHIIMKIONPOIUII, TUMETHIIHAKIONPOIILII, METHIIHKIOO YT, TUMETHIIMKIOOYTHI, METHIIUKIIONCH-
THJI, TUMETHIIUKIONCHTII, METHIIIIUKIOTEKCIT M TAMETHIIUKIIOTSKCHIT. KOHKpETHBIC aNKHIIIMKIIOATKIIEHBIC
TPYIIIBI BKITFOYAI0T METHIIIKIOTPOITMI U TUMETHIIIHKIIOTIPOITHIL.

TepMuH "aTKATIUKIOATKAIAIKII" 0003HAYaeT ANKWIBHYIO TPYIITY, T/Ie TI0 MEHbBIIIEH Mepe OJUH U3 aTo-
MOB BOJIOpPOJIa ANKHWIHHOM TPYIITEI 3aMEIIeH aKWIIIMKIOATKIIBHON TpynHoi. [IpuMepsl alknImuKI0oa KuIai-
KHJIa BKIIOYAIOT METHIIHUKIONPOMIIMETHII, JUMETHIIHUKIONPOIHIMETII, METHIIHKIONPOIIIITHI, TUMETHII-
UKIOTPOTIAISTIUI, METHIIIUKIOOYTHIMETHI, AUMETHIIUKIOOYTHIMETII, METHWINUKIOOYTHIATHI, TUMETHII-
MUKIOOYTHIDTIIL, METHIIIUKIONCHTIIIMETIU, JAUMETHIIIHKIONCHTIIIMETHII, METHIIHUKIONCHTHIITII, THMe-
THINUKIONCHT I TH, METHIIHKIOTCKCHIMETII, TUMETHIITHKIOTSKCHIMETHII, METHIIIHKIOTCKCHUIIITHII, TUME-
THINUKIOT€KCHII T, METHIIIIUKIOTCITIIIMETHI, TUMETHIIMKIOTCTITIMETIIT, METHIIHKIOTSITHIITII, TUME-
THINUKIOT S TIIITHI, METHIIHKIOOKTHIMETHI, TUMETHIIUKIOOKTHIMETI, METHINUKIOOKTHIATAI U TUME-
THIIUKIOOKTHIITHIL.

Tepmun "ankwicynbdonmn” obosnadaer rpymnmy Qopmynsl -S(0),-R', rme R' mpencrasmser coboii ain-
KWIBHYIO Tpymnmy. [IpuMepsl alkmicynb(QOHWIBHBIX TPYyNN BKItodatoT Tpymbsl Gopmynsl -S(0),-R', toe R’
MIPECTaBISICT COO0H METHII, STHJI, H-IIPOITHII, H30TIPOIIIII, H-OYTHII, H300YTHII U TPET-OyTHIL.

Tepmun "ankwicynbonunamuao” obo3HadaeT rpynmy dopmynsl -NH,-S(0),-R', tne R' npencrasnser
€000t anKuIbHYIO TpymTy. [IprMepsl aTKHICYTbQOHMIBHBIX TPYIIT BKIIOYAOT rpynmnsl Gopmyitsl -NH,-S(0),-
R', rme R' mpexacrapnseT co60i METHII, STHII, H-ITPOITKJ, U30IPOITHII, H-OYTHII, H300yTHII U TPET-OyTHIL.

Tepmun "amuHO" 0003HaUaeT rpymmy -NH,.

Tepmun "apun" o003Ha4aeT OJHOBAJICHTHYIO apOMaTHYECKYI0 KapOOIMKIMYECKYI0 MOHO- MM OMIIMKIIH-
YECKYIO0 KOJIBLIEBYIO CUCTEMY, conepxamyro oT 6 no 10 koybpleBBIX aTOMOB yriaepona. [Ipumeps! apunbHOM
Tpymnsl BKIFOYaT heHun u Had . KoHkpeTHas apuiibHas TpyIIia IpeACTaBiIsieT CO00H (eHumI.

Tepmun "apunankuia" 0003HaYaeT aNKWIBHYIO TPYIILY, TI€ 110 MEHBIIEH Mepe OJMH U3 aTOMOB BOAOPOJa
ANKWIHHON TPYIIIBI 3aMEUICH apWibHOM rpymmoit. KoHKpeTHas apwiaiKWibHAs TPYIa MPeICcTaBsieT cOO00M
(henmnankun. boee KOHKpETHAS apUITaTKWIBHAS TPYIIIA MPEACTaBIsIeT COOOH OCH3MI.

TepmuH "apruIruIpOKCHATKII" 0003HaAYaET THAPOKCHANIKIIILHYIO TPYIIITY, T/I€ TI0 MEHBIIIEH Mepe OIWH U3
aTOMOB BOJOpOAa TUAPOKCHAIKWUIBLHON TPYNIBI 3aMelleH apuibHOW rpymnmnoi. KoHkpeTHas apuiankuiibHas
TpyIIa mpeAcTaBiIseT coO00 PeHUITHIPOKCHMETHIL.

TepmuH "OUIUKINYIECKas KOJbIeBas cucTemMa" 0003HAYaeT JABa KOJbIa, KOHACHCUPOBAHHBIE JAPYT C IPY-
TOM TIOCPEICTBOM OOIIEei IPOCTON WITH ABOWHOM CBs3H (aHHEIMPOBAHHAS OWIMKIMYECKast KOJbIEBask CHCTEMA),
MIOCPE/ICTBOM I10CIIEI0BATEIBHOCTH U3 TPEX MK OoJiee 00IMX aTOMOB (MOCTHKOBAsI OMIIMKIMYECKas! KOJIbLIEBast
CHCTEMa) WJIM TIOCPEICTBOM OJHOTO OOLIETO aroMa (CIUpOo-OMIMKIMYeCcKash KoJblieBas cucreMa). bunmkmye-
CKHE KOJIBIICBBIC CHCTEMBI MOTYT OBITh HACHIIICHHBIMH, YACTUYHO HCHACHIIICHHBIMH, HCHACHIIICHHBIMU WA
apOMaTHYECKUMH. BUIMKIM4ecKkue KoIbIeBble CHCTEMBI MOT'YT COAEPKaTh TeTepoaToMsbl, BeIOpanHble 3 N, O u
S.

Tepmun "kap6onnn" obo3nauaet -C(O)-.

Tepmun "kapbokcnn" obo3navaer rpymry -C(O)OH.

Tepmur "kapOokcuankuin" 0003HaAYAET ATKWIBHYIO TPYIITY, TJe TI0 MEHbIIIEH Mepe OJMH U3 aTOMOB BOJIO-
poa aNKMIFHON TPYIIBI 3aMelleH KapOookcurpymnmnoi. [Ipumepamu SBISIFOTCS KapOOKCHMETHII, KapOOKCHAITHI,
KapOokcumpormui u 1-kapOokcu-2-meTrianponwi. KOHKpEeTHBIH NmpuMep mpencTaBisier coboit 1-kapOokcu-2-
METHIITIPOTINIL.

Tepmun "tano” o6o3navaet rpymmy -C=N.

TepmuH "tmknoankokcu" obo3Havaer rpynmy Gopmynsl -O-R', rae R' npencrasiser co00i MUKIOATKIITb-
Hy!0 rpynmy. [IpuMephl IUKITI0aTKOKCHTPYIITBI BKIIOYAIOT IUKIOMPOIIOKCH, IIMKIO0YTOKCH, IUKIONCHTHIOKCH,
IUKJIOTEKCUIIOKCH, IUKJIOTCHTHIOKCH W IHUKIOOKTHIOKCH. KOHKpETHas IMKIIOATKOKCUTPYIIA MpPEACTaBIsICT
€000} UKIIONTPOTIOKCH.

Tepmun "tmkiIoankokcnankmit" 0003HAYACT aKWIBHYIO TPYIILY, I/l 110 MEHBIIEH Mepe OMH U3 aTOMOB
BOJIOPOJIa ANKIIFHON TPYIIBI 3aMEIIeH TUKIOATKOKCUTPYIOi. [IpuMephl IHKIOaTKOKCHATKWIEHOW TPYIIITEI
BKJIIOYAIOT HUKIONPONOKCUMETHII, IIMKIONPOIIOKCUITIII, IUKJIOOYTOKCUMETHII, IIMKIIO0YTOKCHITHII, IINKIIOTICH-
THJIIOKCUMETHII, ITHKJIOTICHTIJIOKCHATIUI, IHUKIOTEKCIIOKCHMETHIII, ITHKIOTEKCIIOKCHATHII, IHUKIOTETHIOKCH-
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METHJI, TUKIOT SN THIOKCHITIIL, IIUKJIOOKTHIIOKCHMETHIT M [IUKJIOOKTHIIOKCHATILL.

Tepmun "muknoankuia" 0003HAYACT OJHOBAJICHTHYIO HACHIIICHHYI0 MOHOIMKIMYECKYIO WM OWIIAKITHYC-
CKYIO YTJIEBOJOPOAHYIO TPYIITY M3 KOJBIEBBIX aTOMOB yTiepona B KosmdecTBe oT 3 10 10. B KOoHKpeTHBIX BO-
TUTOIIEHISIX [HKJIOANKII 0003HadyaeT OJHOBAJCHTHYIO HACHIIEHHYI0 MOHOIIMKINYECKYIO YTIIEBOJOPOIHYIO
TPYIITYy U3 KOJBIEBBIX aTOMOB yTJIepo/ia B KOJHIecTBe OT 3 110 8. burmknndaeckuii 03Ha4aeT COCTOAIINNA U3 ABYX
HACHIIIEHHBIX KapOOLMKIIOB, NMEIOMHKX IBa OOMMX aToMa yriepoia. KOHKpPETHbIE IHKIOATKWIBHBIE TPYIIIHI
SBIISTIOTCSI MOHOITMKJIMYIECKUMH. [IpuMepaMi MOHOIIMKITHYIECKOTO ITUKJIOAKMIA SBIISIOTCS IIUKIIOMPOIIIII, THK-
J00yTaHWII, TUKIONCHTHN, IIUKJIOTEKCIIT FITH IUKIOTen T [IpuMepaMy OHIMKINYECKOTO ITUKIOANKAIA SBIIS-
rorcs ounukio[2.2.1 renranwn win ounukno[2.2.2]oktanuin. KoHKpeTHbIE MOHOIIMKINYECKUE ITUKIOATKAIBHEIC
TPYIIIEI TPEACTABIAIOT COOOW IUKIIOMPOIIII, ITUKIO0YTAHWII, IUKIONCHTI M IIUKIIOTCKCUIT. bollee KOHKpeTHas
MOHOIIMKITNYECKAs IMKIIOATKWIBHAS TPYIIa MPEICTaBIsIeT COOOU IMKIIONPONMI. B YacTHOCTH, IMKIIOATKWUII,
o6pasosanneii R° n R'’ BMecte ¢ aTomMamu yriepoaa, K KOTOPBIM OHH MPHCOEIMHEHbI, TIPEICTABIACT cOO0H
IMKJIOTEKCHI U [HKIONEHTHI. boee KOHKpPETHBIH MuKmoankui, obpasosanusiii R u R'’ Bmecte ¢ aromamn
yriaepoja, K KOTOPBIM OHH MPHUCOCTUHEHBI, IPEACTABIACT COOOH IMUKIOTCKCHIL.

B wactHOCTH, IUKITOATKHI, 0Opa30BaHHBIN R' u R? BMecTe ¢ aTomMamu yriepoaa, K KOTOPbIM OHH IIpUCOe-
JTUHEHBI, TIPEACTABIIEeT COO0H IUKIIOIPOIIHIL.

TepMmuH "TMKIOANKIITATKOKCH" 0003HaYaET aIKOKCUTPYIITY, T/Ie TI0 MEHBIIIEH Mepe OINH U3 aTOMOB BO-
JIOpOoJia ATKOKCUTPYIIITEI 3aMEIIeH TUKIOAIKIIBHONW TPYyNon. [IpuMeps! UKII0aTKMIaIKOKCH BKITFOYAOT ITHK-
JIOTIPOTIMIIMETOKCH, IUKIOOYTHIMETOKCH, ITUKJIOTICHTIIIMETOKCH, IIUKIOTEKCHIMETOKCH, ITHKJIOTEITHIMETOKCH
Y IIUKJIOOKTHIIMETOKCH.

TepMuH "IMKIOATKMIAIKOKCHAIKIIT" 0003HAYaeT alKWIBHYIO IPYIINY, IZle 10 MEHbIIEH Mepe OJuH W3
ATOMOB BOJIOPOJIa ANKIJIFHOMN IPYIINEI 3aMEIICH [TUKIOATKHIATKOKCUTPYIIIOi. [IpuMephl IIMKITOATKAIATKOKCH-
QJKWJIa BKITFOYAIOT ITUKIONPOIHIMETOKCUMETIII, IIUKIOMPOMMIMETOKCHITIN, IIUKIO0YTHIMETOKCHMETHI, IIHK-
JOOYTHIIMETOKCUATII, [UKIONCHTHIMETOKCHATIII, ITUKIONCHTUIMETOKCUITHI, [HUKIOTCKCHIMETOKCUMETHIL,
[UKJIOTEKCHIIMETOKCHATHI, IHMKJIOTCITHIMETOKCUMETIII, ITUKIOTCNTHIMETOKCHITII, [UKIOOKTHIMETOKCUME-
THJ ¥ IAKIIOOKTHIIMETOKCHITHIL.

TepmuH "TUKIOATKATANKIIT" 0003HAYAET AKHUIIBHYIO TPYIITY, Te TI0 MEHBIIEH Mepe OJ1H U3 aTOMOB BO-
JIOpoJia aJKUJIBHOM TPYyNMbl 3aMelleH HUKIOANKWIBHONW Tpymnmoi. [IpuMepsl IUKIOAIKUIANKKIA BKIOYAIOT
MUKIOTPOTIAIMETIII, TUKIOTPOIISTII, TUKIONPONMIOYTHN, OUKIOOYTHINMPONHI, 2-IUKIONPOIUIOYTHI U
MUKIONCHTIIOYTIII. KOHKPETHRIMU ITPUMEpaMH MUKIOAKUIIATKAIBHBIX TPYIII SIBIITIOTCS ITUKIOTPOTTAIMETHIL,
MUKIIOTIPOTTHIIOYTHIT U 2-IAKIOTIPOTIFIIOY THII.

Tepmun "nuxnoankuiakapoormnt” ¢dopmyasl -C(O)-R', roe R' mpencraBmser coOol HUKIOATIKIILHYIO
rpymmy. [IpuMepsr DUKIT0ANKHIKapOOHWIBHBIX TPy BKIoYaoT rpynmsl Gopmyist -C(O)-R', rne R' npencras-
Js1eT cO00H IUKIIOIPOIHIL.

TepMuH "THKITOATKIIIKApOOHIIAMIHO" 0003HAYaeT aMHHOTPYIIITY, TI€ OJUH M3 aTOMOB BOJOPOIa TPYIIIIBI
-NH, 3amelneH IMUKIOATKUIKApOOHWIBHOM Tpymmoi. [IpuMeps! ankmikapOOHMIAMHUHOTPYIIN BKIIOYAOT TPYII-
e, rAe R' mpeacraBisier coO0M IUKIOPOITHIL

TepMuH "TTUKIOATKATKAPOOHMIIAMHUHOAIKIIT" 0003HaAYaeT aMUHOAIKIJILHYIO TPYIIITY, T1I€ OJWH U3 aTOMOB
Bozoposa rpynmbl -NH, 3aMelieH MUKIOaTKMIKapOOHMIEHOW Tpymmmoi. [IpuMepsl amkuiIkapOOHUITAMHHOA-
KAJIBHBIX TPYIII BKJIIOYAIOT TPYMITEL, Tae R' mpencrapnser coOo# IUKIOTPOTIHIL.

TepmuH "auankokcHanKwi" o0003HAYAET ANKWIBHYIO TPYIIY, TIe JBa M3 aTOMOB BOJIOPOAA aJKWIBHON
TPYIIIBI 3aMEIICHBl IBYMS AIKOKCUTpYyNMHaMmu. MIUTocTpaTHBHBIE NHANIKOKCHAIKHUIIBHBIE TPYIITBI BKIIFOYAIOT
JUMETOKCHMETHII, JAUITOKCUMETII, JUMETOKCHATHII, NUITOKCHUAITWI, JUMETOKCHIIPOIII, JUATOKCUIPONMI H
JTUH30MponoKcuMeTHII. KOHKpeTHas TUaTKOKCHAKIIIbHAS TPYIIA MPEICTABISACT COOOU JUMETOKCUMETHIL.

TepMuH "ranoreHankokcu" 0003HAYACT aTKOKCHUTPYIITY, TIIE IO MCHBIICH Mepe OJIMH U3 aTOMOB BOJIOPOJA
ANKOKCHUTPYIIITBI 3aMEIICH OJTMHAKOBBIMU WJIA Pa3HBIMH aTOMaMU TajoreHa. TepMuH "meprajioreHaakokcu" 000-
3HAYaeT aIKOKCUTPYIIY, IJIe BCE aTOMBI BOJOPOJA AIKOKCHUTPYIIIBI 3aMEIICHBI OJAMHAKOBBIMU WM PAa3HBIMH
aToMaM¥ TajoreHa. [IpuMephl TajJoreHaIKOKCH BKIIOYAIOT (PTOPMETOKCH, AUGTOPMETOKCH, TPUPTOPMETOKCH,
TPUPTOPITOKCH, TPUPTOPMETHIITOKCH, TPUPTOPAUMETHIDTOKCH U TIeHTapTOpITOKCH. KOHKpETHBIE TaloreHal-
KOKCHTPYIIIIBI TIPENICTABIISIOT COO0M TPUPTOPMETOKCH U 2,2-TH(HTOPITOKCH.

TepMuH "TanoreHAIKOKCHAIKOKCH" 0003HauaeT aIkOKCHTPYIITY, T/ie TI0 MEHBIIeH Mepe OJMH M3 aTOMOB
BOJIOPOJIa AJTKOKCHUTPYIIITBI 3aMEIIeH TaloTeHAIKOKCUTpyIoi. [IpuMephl rajoreHanKoKCHANKIIa BKIFOYAIOT
(hTOPMETOKCUMETOKCH, AUPTOPMETOKCUMETOKCH, TPUPTOPMETOKCUMETOKCH, (TOPITOKCHUMETOKCH, IH(TOpPI-
TOKCUMETOKCH, TPU(PTOPITOKCUMETOKCH, (PTOPMETOKCUITOKCH, AU(PTOPMETOKCUITOKCH, TPUHTOPMETOKCHITOK-
CH, (PTOPITOKCHITOKCH, AUPTOPITOKCUITOKCH, TPHUPTOPITOKCUITOKCH, (PTOPMETOKCUIIPONIOKCH, TH(TOPMETOK-
CHITPOIIOKCH, TPUPTOPMETOKCUIIPONOKCH, (HTOPITOKCHIIPOIIOKCH, AU(TOPITOKCHIIPOIIOKCH U TPUPTOPITOKCH-
TIPOTIOKCH.

TepMuH "ranoreHaIKOKCHAIKOKCHAIKII" 0003HaUaeT alIKWIIBHYIO TPYIITY, TJ€ 0 MEHBIIEH Mepe OanH U3
ATOMOB BOJIOPOJIa aJIKMJILHOM TPYIIITBI 3aMEIICH TaJIOTeHATKOKCHAIIKOKCUTPYIIOi. [IpuMephl ranoreHaaIKoKCH-
AJNKWIa BKIIOYAIOT (PTOPMETOKCHUMETOKCUMETHI, TUPTOPMETOKCUMETOKCUMETHI, TPH(PTOPMETOKCUMETOKCUME-
THJ, (PTOPITOKCUMETOKCUMETHI, AUPTOPITOKCHMETOKCUMETHII, TPUPTOPITOKCHMETOKCUMETHII, (hPTOPMETOKCH-
JTOKCUMETHII, TU(HTOPMETOKCUITOKCUMETHI, TPUPTOPMETOKCHITOKCUMETHII, PTOPITOKCHUITOKCUMETHII, TU(HTO-

-5-



035454

PATOKCHITOKCHMETHII, TPHU(PTOPITOKCHITOKCUMETHII, (PTOPMETOKCUIIPOIIOKCUMETHII, JTU(PTOPMETOKCUIIPOTIOK-
CHUMETHJ, TPHU(PTOPMETOKCUIIPOOKCUMETHI, (TOPITOKCHIIPOIIOKCUMETHI, JU(PTOPITOKCUIIPOIIOKCUMETHIT |
TpU(TOPITOKCUITPOTTOKCMETHIL.

TepMuH "TaTOTeHATKOKCHAKIIT" 0003HAYaET aJKWIBHYIO TPYIITY, e TI0 MEHBIIEH Mepe OJNH U3 aTOMOB
BOJIOPO/Ia AKMIBHOM TPYIITEI 3aMEIICH TaJIOTCHAIKOKCHTPYITION. IIpuMepsl raoreHaaIKOKCHAIKMIIA BKIIOYAIOT
(hbropMeTOKCUMETIII, TU(HTOPMETOKCUMETHII, TPUPTOPMETOKCUMETHII, (PTOPITOKCUMETIII, TUHTOPITOKCUMETHII,
TPUPTOPITOKCUMETHI, (PTOPMETOKCUITHII, TUDTOPMETOKCUITHI, TPUPTOPMETOKCHITHI, (HTOPITOKCUITHI, JH-
(TOpITOKCHAITUT, TPUDTOPITOKCHUAITHI, (PTOPMETOKCHUIIPOIIHII, AU(PTOPMETOKCHITPONIUI, TPUPTOPMETOKCHIIPO-
1, PTOPITOKCHITPOTIIIL, TU(PTOPITOKCHIIPOITMIT ¥ TPUPTOPITOKCHIIPONTHII. KOHKpETHBIN TaioreHaIKOKCHAIKHIT
Tpe/CTaBIsIeT cO00H 2,2-TUPTOPITOKCHITHUIL

TepmuH "ranoreHankuia" 0003HaYaET ANKWIBHYIO TPYIITy, TJi€ O MEHBIIECH Mepe OIUH M3 aTOMOB BOJIO-
polla ANKWIBHOM TPYIIIBI 3aMEIICH OJUHAKOBBHIMH HJIM PAa3HBIMH aTOMaMH rajoreHa. TepMuH '"mepraioreHa-
K" 0003HaYaeT alKMIBHYIO TPYIILY, TJie BCE aTOMBI BOJIOPOAA ajKHIBHOW TPYIIBI 3aMEIIEHb! OAMHAKOBBIMH
WIHA Pa3HBIMH aTOMaMH TajJoreHa. [IpuMepsl rajJoreHajIKuiIa BKIFOYAOT (TOPMETHI, TUPTOPMETII, TPUPTOp-
METHI, TPUPTOPITHI, TPUGTOPMETIWIATII U TeHTaPTOpITII. KOHKpETHBIE TaJoreHaNKIIFHBIE TPYIIEI TIpe-
CTaBIIIOT c000i TpudTopMeTHi. KOHKpeTHBIE TPYIIIBI TaKXKe MPEACTABIIOT CO00H T TOpMETHII.

TepMuH "TaOTeHIIUKIOATKOKCH" 0003HAYaeT ITUKII0ATKOKCUTPYIIITY, T/Ie TI0 MEHBIIIEH Mepe OJMH U3 aTo-
MOB BOZOPOAa HMUKIOAIKOKCUTPYIIIHI 3aMEIIeH OJMHAKOBBIMU HIIM PAa3HBIMH aTOMaMH TajoreHa, B YaCTHOCTH
atomamu ropa.

[IpuMeps!l raoreHIMKIIOATKOKCUTPYIIIT BKIIOYAIOT (hTOPIIUKIIONPOIIOKCH, AU TOPIIHKIOTPOIIOKCH, (TOp-
UKJIO0YTOKCH U TP TOPIMKIOOYTOKCH.

TepMuH "TalOTeHIMKIOATKOKCHAIKII" 0003HaYaeT alKWIBHYIO IPYIIy, I/Ie 10 MEHbIIeH Mepe OJHUH W3
aTOMOB BOJIOpPOJIa AJKMJIBHOM I'PYIIIBI 3aMEIIeH TaJIOTeHIMKIOATKOKCUTPYIIION, B YaCTHOCTH aToMaMu (Topa.
[Ipumepsl ranoreHUKIOANTKOKCHAIKHIBHBIX TPYIIT BKIIOYAOT (TOPIHMKIONPOIIOKCUMETIII, TH(TOPIMKIONPO-
MOKCUMETHJI, PTOPLUUKIOOYTOKCUMETHI M IUPTOPIIUKIOOY TOKCUMETHIL.

TepmuH "TanoreHIUKIOATKII" 0003HAYACT IUKIOATKWIBHYIO TPYIIy, TIe TI0 MEHBIIEH Mepe OIuH W3
aTOMOB BOJIOPOJa IIMKJIOAJKMIBHOW TPYIITEI 3aMEIIeH OJWHAKOBBIMH FIJTH PAa3HBIMH aTOMAaMH T'aJIOTeHa, B 4acT-
HOCTH aroMaMH (ropa. [IprMeps! raJoreHINKIOANKUIBHBIX TPYIIIT BKIFOYAIOT (PTOPIIUKIONPOIHI, TUPTOPIHK-
JIOTIPOTIHIT, PTOPIUKIOO0YTHI B JUPTOPITUKIOOYTHIT.

TepMuH "TaTOTeHITUKIOATKUIAIKII" 0003HaYaeT AKWIBHYIO TPYINTY, TJe 10 MEHBIIEH Mepe OIUH M3
aTOMOB BOJIOPOa AJKMJIBHOW IPYIIITEI 3aMEIICH raIOTeHIIMKIIOATKIIIOM. [IprMeps! TaJoreHIINKIOTKHIIATKUITb-
HBIX TPYII BKIIOYAOT (QTOPIUKIONPONMIMETII, (HTOPIHMKIONPOMMIITII, AAGTOPIMKIONPOMMIMETII, H-
(TOPLUUKIIONPOITIIATHIL, PTOPLMKIOOYTHIMETHI, (PTOPIUKIOOYTHIDTHI, TUGTOPIHUKIOOYTHIMETIIT U TU(TOP-
UKJIOO0Y THIID THIL.

Tepmun "aTom ranoreHa" u "rajoreH" B JaHHOM OIHMCAHWUH HCIOJIB3YIOT B3aMMO3aMEHIEMO, U OHH 000-
3HAYaIOT aToM (ropa, Xjaopa, 6poma wiH Hona. KoHKpeTHbIE aTOMBI rajloreHa IpeCTaBIIsIOT COO0H aTOMBI XJI0-
pa u dropa.

TepmuH "reTepoapun" 0003HaYaeT OAHOBAJICHTHYIO apOMATHUECKYIO TETEPOIUKINIECCKYI0O MOHO- WIIH OH-
MUKITUIECKYIO0 KOJNBIEBYIO CUCTEMY U3 5-12 KOJBLEBBIX aTOMOB, cojepixaiiyio 1, 2, 3 wiu 4 rerepoaToma, BbI-
Opannbeix m3 N, O u S, e ocTajgbHBIE KOJBIIEBBIE aTOMBI TIPEICTABIISIOT CO00M aToMbl yriiepona. [Ipumepsr re-
TEPOAPUIbHON TPYMITHl BKJIIOYAIOT MHPPOIWIL, (HypaHII, THEHWI, UMHIIA30JIMII, OKCAa30JIHI, THA30JIWI, TPHUa30-
JIVJT, OKCAaUa30iIii, THAJHA30IIII, TeTPA30II, THPHUANHIIL, THPA3HHWI, THPA30IHI, THPUIA3UHIII, THPUMH-
JVHWI, TPUA3WHII, a3elUHWI, IUA3eIMHII, U30Kca30iml, OenzodypaHmi, N30THAa30/IMI, OEH30THEHWII, HHIO-
JWJI, M30MHIONWI, U300eH30(ypaHmI, OCH3NMHUIA30II, OCH30KCa30IMI, OEH30M30KCa30IIMI, OEH30THA30IINII,
0eH30M30THa30III, OEH300KCaANA30IWI, OEH30THAINA30IMI, OCH30TPHA30JIWII, TyPHHII, XUHOJIUHUI, H30XHU-
HOJIMHII, XWHA30JMHII U XUHOKCATHHWI. KOHKpETHBIE reTepoapiiIbHBIC TPYIIEI BKIIOYAIOT MTHPPOIIUIL, TAPA-
30JIMJ1, IMHJIA30JIHII, TPHA30JIWI, OEH30MMHUIA30 I, MHAA30JIWI, MHIOIWI, TUPUINHIII, H300KCa30IMI U OKca-
30JIWIL.

TepmuH "reTepoapunankuia” 0003HAYAET ANKWILHYIO TPYIITY, 1€ 10 MEHBIIEH Mepe OJUH U3 aTOMOB BO-
JIOpoJia aKWJIBHOW TPYMIBI 3aMEIIeH TeTepoapuiibHONW rpynmnoil. [lpumepamu SBISIOTCS TUPA30IMIIATKUI 1
MMHIA30JIMITAIKIIL. boJiee KOHKpETHRIMU MPUMEPaMU SIBIIAIOTCS THPA30IIIIMETIIT H HMHIAa30JIAIMETHIL.

TepmuH "reTeporKIoaIKiI" 0003HaYaeT OJHOBAJICHTHYIO HACHIIIICHHYIO WJIM YaCTUYHO HEHACHIIEHHYIO
MOHO- MJTH OUIMKJIMYECKYIO KOJIBIIEBYIO CHCTEMY W3 3-9 KOJBIEBBIX aTOMOB, coAepxaryio 1, 2 nim 3 KoJblie-
BBIX rerepoatoma, BeIOpaHHBIX U3 N, O U S, TJie OCTaIbHBIE KOJBIIEBBIE aTOMBI MPEICTABISAIOT COO0H aTOMBI
yrieposa. B KOHKpETHBIX BOIUIOMIEHUSAX I'eTEPOLMKIOATKII MPEICTABIIET COO0H OJHOBAICHTHYIO HACHINICH-
HYIO MOHOLIMKJIMYECKYIO KOJNBLEBYIO CUCTEMY W3 4-7 KOJBIIEBBIX aTOMOB, Cojiepxamryto 1, 2 mim 3 KOJIbLEBBIX
rerepoaroma, BEIOpaHHBIX M3 N, O u S, r1ie ocTanbHble KOJIBLEBBIE AaTOMBI IPEICTABISIOT COO0M aTOMBI YIiepo-
na. IlppuMepaMu MOHOLIMKIIMYECKOTO HACBHIIIEHHOTO T'€TEPOLMKIOATKHIIA SIBISIOTCS a3MPHIAMHII, OKCHPAaHUII,
A3CTUIUHII, OKCCTaHWI, MUPPOIUIUHIII, TETPAruApoPypaHul, TETPAruAPOTHCHUI, TUPA30THINHII, UMHIA30-
JUTAHII, OKCA30JUIUHII, U30KCA30IUIUHILII, THA3OTHINHII, TUIICPUIUHII, TCTPAruAPOIUPAHUII, TETPaTru-
POTHOTIMPAHWJI, TTUTIEPA3HHNI, MOP(OIHMHAI, THOMOPPOIUHIII, 1,]1-AHOKCOTHOMOP(OTUH-4-1J1, a3eTIaHuI, Jra-
3emaHmI, TOMOITUTIEPa3HHII, OKCa3eaHWI U THa3uHAHWI. [IprMepaMu OUITMKIMYIECKOTO HACHIIIEHHOTO TeTepo-
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UKJIOANIKIIA SBISIOTCA  8-a3a0umukiio[3.2.1]oKTI, XUHYKIHIUHII, 8-0kca-3-a3adbunukino[3.2.1]okTmn, 9-
azabunmkio[3.3.1Jaonmn,  3-okca-9-azaburukino[3.3.1]HoHmn,  3-tha-9-azaburmkio[3.3.1]HoHmn wu  2,6-
nmuazacnupo[ 3.3 rentanmt. [IpuMepaMy 4aCTHYHO HEHACHIIIIEHHOTO TETEPOIMKIIOATKIIIA SIBIISTFOTCS AUTHAPODY-
PHIT, IMHAA30JIMHNI, JUTHAPOOKCA30III, TETPAruIPONUPHANHIII WIH TUTHAPOTUPAaHMIL. bolee KOHKPETHBIMH
IpUMEpaMHU TE€TEPOIMKIOATKIWIBHON TPYIIBI SBISIOTCS TUPPOIHINHUI, MHPA30IHMINHIUI, UMHIA30IUAAHIIL,
OKCa30JMIUHII, U30KCA30JIUANHII, THA3OIHIUHIII, HIIEPUINHII, TeTPAaTuAPOIHPAHNI, TeTPAaruAPOTHOIHPA-
HUWJI, TUNepasuHui, MopQoauami, TnoMopdoimaml, 1,1-mnokcornoMopdonnH-4-ni, a3enaHui, JAHa3eraHml,
TOMOITUTIEPAa3HII, OKCa3eTaHmWI, THAa3UHAHWI U 2,6-aua3acnupo[3.3|renranui. bonee KOHKpETHBIMH TIPUMeE-
paMHU TETCPOUUKIOANKIIA SBISIOTCS MUPPOIUIUHIII, HUIICPUIUHII, THOMOP(OIMHWI, THA3MHAHWI U 2,6-
nuazacnupo[3.3|renTaHu.

TepMuH "reTepONUKIOATKHIAIKII" 0003HaYaeT aJKMIBHYIO TPYIITY, TJe 110 MEHbIIEH Mepe OJIMH U3 aTo-
MOB BOJIOPOJa aJKWJIBHOW TPYMIIEI 3aMEIeH TeTePOIMKIOATKIILHONW rpynmoi. [IpuMepamu SIBISIOTCS TeTpa-
ruIpodypaHUIATKAI, TUPPOTHIMHUIAIKI U TUIEepa3uH-1-miankmi. boiee KOHKPETHBIMU SIBISIOTCSA TeTpa-
rUIPOGyPAHIII T, THPPOTAIMHUIMETII U MMATICPA3HH- | -FIIMETHIL.

Tepmun "ruapokcn” ob6o3HavaeT rpymmry -OH.

TepmuH "THApPOKCHATKOKCH" 0003HAYAET AIKOKCUTPYIITY, T/Ie TI0 MEHBIIEH Mepe OJWH U3 aTOMOB BOJO-
pola aJKOKCUTPYIIBI 3aMeIleH THAPOKCUrpynmnoi. IIpuMepsl THAPOKCHANKIIA BKIIOYAIOT THAPOKCHITOKCH,
THIPOKCUIIPOTIOKCH U THAPOKCHMETIIIIIPOTIOKCH.

TepmuH "ruapokcHankmi”" 0003HaYAET aJKUIBHYIO TPYIITY, TJe TT0 MEHBIIIEH Mepe OJUH U3 aTOMOB BOJIO-
poJa aNKWILHOM TPYIITEI 3aMeIeH THAPOKCUrpynnoi. [IpruMeps! THApOKCHATKIIa BKIIOYAIOT THIPOKCUMETHI,
THUIIPOKCUITHI, TUAPOKCH- 1 -METHIATHII, THIPOKCUIIPOIIMII, THIAPOKCUMETHINPONII U TUTuApokcunponmi. Kon-
KPETHBIMH IPUMEPAMHU SBIISIOTCS THAPOKCUMETHI U THIPOKCHITHIL.

TepmuH "okco" 0003HaYaeT ABYXBAIECHTHBIN aToM Kuciopoaa =O.

Tepmun "(apMarieBTHYECKH PUEMIICMBIC COJH'" OTHOCHTCS K COJISIM, KOTOPBIC COXPAHSIOT OMOJIOTHYC-
CKYIO 3((EKTUBHOCTh M CBOWCTBA CBOOOHBIX OCHOBAHUI WM CBOOOIHBIX KHCIIOT M KOTOPHIC HE SBIIAIOTCS HU
Omosorn4ecky, HU WHade HexenaTeabHBIMI. Coli 00pa3yloT ¢ HEOPraHWIECKUMH KHCIOTaMH, TAKUMH KaK CO-
JSTHAs KUCIIOTa, OPOMHCTO-BOIOPOTHASI KMUCIIOTA, CEPHAS KHCIOTa, a30THAs KUCIOTa, (pochopHas KUCIOTa U TO-
My TI0Z00HOE, B YACTHOCTH COJITHASI KHCJIOTA, M C OPTaHNYECKUMHU KHCIOTaMH, TAKUMHU KaK yKCyCHasi KACIIOTa,
MPOTIMOHOBAsI KHUCJOTA, TIIMKOJEBas KHCIOTa, NMPOBHHOTPAgHAS KHCIIOTA, IaBeJeBas KUCIIOTa, MaJeHHOBas
KHCJIOTa, MAJIOHOBAsl KHCJIOTA, SSHTapHAas KUCIIOTa, (pyMapoBasi KUCIOTa, BUHHAS KUCIIOTA, JIMMOHHAs KUCIIOTA,
OcH30iHAs KUCTIOTa, KOPUYHAS KUCIOTa, MAHAAIBHAS KICIIOTA, METaHCYIb(POHOBASI KUCIIOTA, 3TAaHCYIb(OoHOBas
KHCJIOTa, Tapa-TONyoJICYyIb(OHOBAs KHCIOTA, CANHIMIOBAs KHCIOTa, N-alleTHIUCTEHH W TOMY MOI00HOE.
Kpome TOro, 3T coiu MOTYT OBITH IMOJYYEHBI IIYTEM MPUCOCTUHEHUS HEOPTaHUIECKOTO OCHOBAHHS I Opra-
HUYECKOTO OCHOBAHUA K CBOOOAHOW kucinoTe. Comu, 00pa3oBaHHBIC U3 HEOPTaHHMYECKOTO OCHOBAHUS, BKITFOYA-
FOT, HO HE OTPAHUYCHBI MU, COJIM HATPHUS, KaJIHs, JTUTHS, aMMOHUS, KaJIBIUs, MarHus U Tomy nojgooHoe. Comw,
00pa30BaHHBIC M3 OPTaHMYECKUX OCHOBAHHM, BKJIIOYAIOT, HO HE OTPAHWYCHBI UMM, COJH IEPBHYHBIX, BTOPUY-
HBIX U TPCTUYHBIX aMHHOB, 3aMCIICHHBIX aMHHOB, BKIIOYas MPUPOJHBIC 3aMCIICHHBIC aMUHBI, [TUKITHYCCKIX
aAMHHOB U OCHOBHBIX HOHOOOMEHHBIX CMOJ, TaKUX KaK M30MPOMIIAMIH, TPIMETIIAMHUH, TUITHIAMUH, TPUITH-
JIAMWH, TPUIPOIIMIAMHUH, 3TaHOJIAMUH, JIN3WH, apTUHUH, N-3THINHICPUINH, TUIICPUINH, TIOTHUMIHHBIE CMOJIBI
u Tomy nogobHoe. KoHkperHble papMmareBTHUIESCKH TpHeMIIeMbIe COJM coennHeHui, nmetommx gopmyny (1),
MPEICTABISIIOT COOOH COJH THAPOXIOPHUIBI, COIM METAHCYIH(OHOBOM KHCIOTHI M COJIA JINMOHHON KUCIIOTHI.

Tepmun "3ammrHas rpymmna” (PG; ot anrn. "protecting group") o6o3HavaeT Tpymiy, KOTOpasi CEIEKTUBHO
OJIOKHPYET peaKIMOHHBIN CalT B MHOTO(YHKIIMOHAIFHOM COCAWHCHHU, TAKHM 00pa3oM, 9YTO XUMHUYECCKYIO pe-
AKI[UI0 MOYKHO IPOBOJIUTH CEJIEKTUBHO MPH APYrOM HE3ALIUICHHOM PCaKIIMOHHOM CaiTe, B 3HAUCHUH, TPAIH-
[IUOHHO CBSA3aHHOM C JIaHHBIM TCPMHHOM B XUMHH CHHTE3a. 3alIUTHBIC TPYIITBI MOTYT OBITh YAAJICHEI B ONpEe-
JICHHBI MOMEHT. WIITFOCTpaTHBHBIC 3alUTHBIC TPYIIIBI MPEICTABISIOT COOOH aMHUHO3AIIMTHBIC TPYIIILI, Kap-
OOKCH3aIIMTHBIC TPYIIBl WX THAPOKCH3AIUTHEIC TPYMIbl. KOHKpETHBIE 3alllUTHBIC TPYIIBI MPEACTABISIOT
coboit Tper-OyrokcukapOonmn (Boc), 6ensmnokcukapoonmn (Cbz), duryopenuiamerokcukapbonun (Fmoc) u
6enswn (Bn). JlomoHATENbHBIE KOHKPETHBIC 3alIUTHBIC TPYIIIBI MPEACTABIIOT OO0 TpeT-0yTOKCHKapOOHMIT
(Boc) u puryopermmmeTokcukapoormt (Fmoc). bosiee koHKpeTHas 3aluTHAS TPYIINA MPEICTaBisIeT coO0H TpeT-
Oyroxcukapoonmit (Boc).

Coxkpamieare MKM 03HaYaeT MUKPOMOJTh M KBUBAJICHTCHO CUMBOITY WM.

OnmcaHHBIE COSAWHEHHUS MOTYT TaKKe COACPKaTh HEHPHUPOIHBIC IONH aTOMHBIX H30TOIOB IPH OJHOM
i 6osiee U3 aTOMOB, COCTABILIOIINX TaKWe COeAMHEHHU. HampumMep, N30TOMHO-MEUeHbIE BAPHAHTHI, HICHTHY-
HBIE PACKPBITHIM B TAHHOM OIMCAHWN COCIMHEHHUSAM 3a UCKITIOUYEHHEM TOro (pakTa, 9To OIMH Wi 0oJjiee aTOMOB
3aMeIICH aTOMOM, HMEIOIIAM aTOMHYIO MacCy WM MacCOBOE YHCIIO, OTIIMYAOIIeecs OT Ipeolianaromneii aTom-
HOW MAacChl I MacCOBOTO YKCIa, OOBIYHO OOHAPYKMBAEMOTO B MPHUPOJIC I 3TOr0 aToMa. Bee M30TOIMBI Jo-
00ro KOHKPETHOTO YKa3aHHOTO aToMa HJIM DJIEMEHTa PAacCMOTPEHBI. MILTIOCTpaTUBHBIC H30TOIBI, KOTOPHIC MO-
TyT OBITH BKJIFOUYCHBI B COCAMHEHUS MO0 M300PETECHUIO, BKIFOYAIOT H30TOIBI BOJIOPOJIA, YIIIepoa, a30Ta, KUCIIO-
pona, docopa, ceps, hropa, x1opa u itoxa, Takue kak “H ("D"), *H ("T"), ''C, °C, "*C, PN, PN, "0, "0, "0,
32P, 33P, 35S, 8p R 36Cl, 5] g 15, HekoTopbie H30TOMHO-MEUYEeHbIE COEAMHEHUS (HAIPUMeEp, COeIUHEHUS, MEUEeH-
upie “H mwm '*C) monesHsl B aHanm3ax TKaHEBOTO PacIpeiclICHHs COCAMHEHHs W/HiH cyocrparta. VI30TOIIBI,
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npescTapisromue codoit Tpuruit CH) u yraepoa-14 (**C), momnesHs! B CBA3H ¢ NErkOCTBIO MX MOTyYeHHs H 00-
HapyxeHUs. JIOMOTHUTENBHOE 3aMeIeHuEe OoJiee TSHKEIBIMH H30TONAMK, TAKUMU Kak Jetepuil (TO ecTh ’H),
MOJKET JIaTh OIpe/IeICHHbBIE TepareBTHUESCKUE PESUMYIIECTBA B pPe3yIbTaTe X OOJbIIeH MeTabOINIecKOn cTa-
OWIBHOCTH (HampuUMep, YBEIMUEHHOTO MEPHOA MOJYBBIBEACHUS in ViVO WM CHIDKEHHBIX TIOTPEOHOCTEH B J0-
3UPOBKE) M, CIECIOBATEIBHO, NMPU HEKOTOPHIX OOCTOSITENHLCTBAX MOTYT OBITh MPEANOYTHTEIHHBIMU. M30TOIIBI,
WCITyCKAIOIIME TO3UTPOHBI, TaKHUE Kak 150, 13'N, C u 18F, MOJIE3HBI [IJII MCCJIEOBAHUM TO3UTPOHHO-
smuccuonHoi tomorpadum (I19T) mo M3ydeHHIo 3aHATOCTH perentopa cydctparom. M30TOMHO-MeUeHbIe CO-
€IMHECHHS, KaK MPaBIIO, MOTYT OBITh TOJYYEHBI, CIEAys METONaM, aHAJIIOTHIHBIM METOJaM, PACKPHITHIM Ha
cXeMaX W/WIY B MIPUMEpPax, MPUBEICHHBIX B JAHHOM H300PETCHUHN HIDKE, ITyTEM 3aMEHBI PEarcHTa, He MEYeHHO-
T0 U30TOTOM, H30TOMTHO-MEUYEHBIM PEAreHTOM.

Coenunenus Gopmyisl (I) MOTYT comepikaTh HECKOIBKO aCHMMETPHUCCKUX [IECHTPOB M MOTYT HaXOJUTHCS
B (hopMe ONTHYECKH YUCTHIX YHAHTHOMEPOB, CMECEH IHAHTHOMEPOB, TAKHX KaK, HATIPUMED, PalleMaThl, ONTHYC-
CKH YHUCTBIX AHACTEPEOU30MEPOB, CMECEH TUACTEPEOU30MEPOB, AMACTEPEOM3OMEPHBIX palleMaTOB WA cMecel
JIMaCTepEeON30MEPHBIX PALIEMAaTOB.

Cornacuo npaBuiny Kana-Uaromsaa-IIpenonra acumMmMeTpudecKuid aToM yriiepoa MOXeT UMeTh R- mimu S-
KOH(UTYpaIHIo.

Boromnenre HacTOSIIEro N300pETeHHsI TakKe TPECTaBIsieT cO00 COSAMHEHUS B COOTBETCTBUH ¢ (HOp-
my1oit (I), kKak pacKpbITO B TAHHOM OIMUCAHUH, U UX (DapMaIleBTUICCKH MPUEMIIEMBIE COJIH.

Boromnienre HacTOSIIEro N300pETeHHsI TakKe TPECTaBIsieT cO00 COeAMHEHUS B COOTBETCTBUH ¢ (HOp-
myioit (I), kKak pacKpbITO B TaHHOM ONTUCAHWH, TIE

R' npezacrasisiet coboit H, Ci-Cy-ankmwn win ¢permn-C;-C,-aaxu;

R? u R® HesaBucumo BeIOpanbl w3 H wu C-C-ankmna;

R* npejacTaBisieT coboit H;

160 R' u R? BMecTe ¢ aToMom yriepoja, K KOTOpPOMY OHU TPUCOEAUHEHBI, 00pa3yroT C;-Cy-IIMKIIOATKIIT,

Al MpEJCTaBIsIET COOOU CRB;

A? TIpeACTaBIsAET COO0H CR9;

Al TIpeACTaBIsAET COO0M CRlO;

A* TIpeCTaBIsAET cOO0H CR“;

A’ TIpeCTaBIsAeT COO0M CR6;

onuH U3 R, R6, R’uR? BBIOpaH u3 aroma ranoreHa, C;-C;-aKOKCH U THAPOKCH, a APYTHE, Kax bl He3a-
BHCHMO, BbIOpaHbl 13 H 1 aToMa ranoreHa;

R’ npejcTaBisieT coboit H, atom ramorena, nuano, Ci-Cs-ankmi, ruapokcu-C-Cs-ankmi, ramoreH-Ci-Cq-
ankui, Ci-C;-ankoken-C;-C-anmkmi, C;-Cq-ankokcu-C;-Cg-riukmoankun-C,-Cs-ankun, qu-C-Cq-ankokcu-C;-C,-
QNKWI, 3aMCIIeHHBIA (QeHmIruaApokcru-C -C,-alKml WM 3aMEIIeHHBIN reteponuknoankmi-C -C,-ankun, rae
TETEePOIUKIOANKIII TIPEICTABISCT COO0H 6-UJICHHBIA TeTepOLUKIOAIKII, COICPKAIIUI JBa aTOMa a30Ta B Kaue-
CTBE TETEPOATOMOB, TJIe 3aMeIIeHHBIH (heHIITHIPOKCH-C -C7-aNKI U 3aMeIIeHHbIN reTeponukioankui-C-Cs-
aJIKWJI 3aMENICHBI R32, R¥u R34, rae R32, R¥u R34, Ka)</Iblii HE3aBUCHMO, BEIOpaHbI 3 H, aToma ranorena u C-
C,-ankunia;

R'"” npencrapmser coboit -O,-(CRR'®),-(CR'7R'®),-(CRR™),R*;

6o R’ 1 R' BMecTe ¢ aToMamu yrizeposa, K KOTOPBIM OHH IPHCOCIWHEHE, 00pa3yioT 3aMeleH bl Cs-
Cy-TIMKIIOATKIII, 3aMEIICHHBIN (SHIT W 3aMENeHHBIH S-UJIeHHBIH TeTepoapuil, CoAep AUl OJNH WU JBa
aToMa a30Ta B KaU4eCTBE IreTepoaToMoB, re 3amerieHHbI C;-Cg-IIMKIIOATKHII, 3aMeIeHHBIA (PeHIIT U 3aMeIeH-
HBI reTepoapuil 3aMelleHbI R35, R* u R37, rae R35, R* u R37, Kbl He3aBHCHUMO, BEIOpaHbI u3 H, aToma ra-
norena, ammHo, HUTpO, C;-Cs-amkmia, C;-C;-amkmnkapbonuna, C;-C,-ankwicynbponmna, ramnoreH-C;-C-
ankwna, Ci-Cs-ankunkapoonmwiamMuHo u Ci-C-aNkuicyib()oHIIaMIHO;

R' nmpeacTaBisiet coboit H;

RIS, R uR" BBIOpaHBI, KXl HezaBucumo, u3 H, C;-C;-ankuna, C;-Cg-riuknoankmia, ranoreH-C,-C;-
amkuiia u rasoreH-C;-Cg-1TUKII0aNKuIa;

R16, R u R BBIOpaHBI, KAKIABIA He3aBUCUMO, U3 H, runpokcu, atroma ranorena u C;-C;-ankuna;

R* npencrasiseTr coboir H, atom ramoreHa, muaso, -ORZS, —SRZS, -S(O)R25 R -NR25R26, -NR26SOZR25 R
-NR*C(O)R*, -NR**C(O)NR*R?, -C(O)R*®, -C(O)NR*R*, C;-Cg-mmKinoankui, 3aMemmeHuslii retepo-Cy-Cg-
IIUKIIOATTKHII, COJEpIKAIIMiA B Ka4eCTBe TETEPOATOMOB OJH aTOM a30Ta, JIBa aToMa a30Ta, aTOM a30Ta M aToM
KHCJIOPOJIa MJIM aTOM a30Ta U aTOM CEephl, 3aMEILEHHbIN S-UJIeHHbIN reTepoapui, CoAepKaluuili B KauecTBe reTe-
pOATOMOB OJIMH, IBa WJIM TPU aToOMa a30Ta MM aTOM a30Ta M aTOM KHCJIOPOJa, WM 3aMEUIeHHBINA (eHW, TIe
3aMenieHHBIA TeTepo-C;-Cy-IIMKITI0ATKII, 3aMEIICHHBIN TeTepoapiil U 3aMEIICHHBIH (EHIUT 3aMEIICHEI R38, R
u R40, rae R38, R u R40, KaXIbIil He3aBUCUMO, BEIOpaHbl U3 H, aToMa ranorena, THIPOKCH, aMHHO, [IUAHO, OK-
co, Ci-Cy-anmkuna, Ci-Cy-ankmwikapbonuna, C;-C,-ankmicynsponmna, ruapokcu-C-Cs-ankuna, ramoreH-Ci-Cs-
ankmna, C;-Cg-miukoankmna, C;-C;,-ankokcukapoonmia, Ci-Cq-anmkokcu-Ci-Cs-aNkuia U XJIOpIUPHIUHIITKAP-
OoHMIa,

R*® npencrapiset coboit H, C;-C;-amkwmn, ruapokcu-C,-Cy-ankun, kapookcu-C,-C,-ankui, ranoreH-C,-C,-
ankmi, Cs-Cg-muxmoankmt, Cs-Cg-mukmoankmin-C-Co-ankui, 3aMeneHHbId retepo-Cs-Cg-IMKI0anKuil, coaep-
JKaIllid B Ka4eCTBE TeTepoaroMa aToM KHCIopoaa, 3aMelIeHHbIH retepo-Cs-Cg-muxmoankmn-C,-Co-amkui, co-
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JICpXKAIIUii B Ka4eCTBE I'eTepoaTOMa aToOM a30Ta WM aTOM KHCIOPOJa, 3aMCIICHHBIN TeTepoapuil, MpeICTaB-
JSFOINUN COOOM S5-YJICHHBIA TEeTEpOAPIII, COJCPKAIIMA B KauyeCTBE IeTEPOATOMOB J[BA aTOMa a30Ta WIIM aTOM
a30Ta ¥ KUCJIOPOa, WIIM 6-4JISHHBIA TeTepoapmi, CONEPIKaIIil B Ka4eCTBE TeTepoaToMa aToM a30Ta, 3aMeIlIeH-
HBIA TeTepoapmit-C,-C,-alkui, TIe TeTepoapiil MPeACTaBIsIeT COO0H S-UIEHHBIH TeTepoapil, CoOAepKallui B
KauecTBE reTepOaTOMOB J[Ba aToMa a30Ta, 3aMelIeHHbIN (Germnn i 3amerteHabii permn-C,-Cs-ankui, Tae 3a-
MemeHHbIH TeTepo-Cs-Cg-IMKIToNTKII, 3aMemeHHbI reTepo-Cs-Ce-miuknoankuin-C-Co-alkui, 3aMenieHHbINH
reTepoapu, 3amerneHHbIid retepoapuin-C,-C;-anku, 3aMenieHHbId GeHmt u 3amemeHHbrid Gennn-C,-C;-ankur
3aMeIeHbI R“, R¥ u R43, rue R“, R¥u R* , K&K HEe3aBUCHMO, BbIOpaHbl M3 H, atoma ramorena, C,-C;-
ankuia u ranored-C,-C,-ankuna,

R* u R BBIOpaHbI, Kaxneld HezaBucumo, u3 H, C;-C;-amkmma, C;-Cg-imkioankuna, rajgoreH-C;-C-
ankuiia uik rajgoreH-Cs-Cg-IIMKI0aNKIIIa;

6o R u R*® BMecTe ¢ aTOMOM a30Ta M aTOMOM YI7Iepoa, K KOTOPHIM OHH TIPHUCOSIHHEHBI, 00pa3yioT
reTepo-C;-Cg-1IIUKI0aTKUIT,

R*® npencraBisetr coboit H, 3amemenHnsiit rerepo-C;-Cg-IIMKI0ATKIII, COACPKAIINA B KAUYeCTBE TeTepoa-
TOMa aTOM a30Ta WJIM aTOM a30Ta M aTOM KUCJIOpOJa, MJIM 3aMEILIEHHbBIN S-4JIEHHBIN TeTepoapuil, COAepKallui B
KauecTBE TeTepoaTOMOB JIBa aTOMa a30Ta, Tl 3aMeleHHbIH reTepo-Cs-Cg-IMKIIOANKIIT U 3aMEIIEHHBIA TeTe-
poapuil 3aMenIeHbI RSO, R u R52, rmue RSO, R u R52, KK HE3aBHCHMO, BRIOpaHbl W3 H, aToma ranorena,
ruapokcu u C-C;-ankuina;

N paBHO HYJIIO UK 1;

m paBHO HYJIO Uiu 1;

P, q ¥ T HE3aBUCUMO BBIOpAHBI U3 HYJIA U 1;

U MX (papMaIeBTUICCKH TPUCMIIEMBIC COJIH.

Crnenyrolee BOILUIONICHUE HACTOSIIETO NU300pPETEHUS MPEICTABISACT COOOU COCTUHCHHS B COOTBETCTBHU C
dopmymoit (I), Kak PacKpeITO B JaHHOM orucanuu, rae R' npencrapnser coboit H, C,-Cy-ankun umn dern-C-
Cq-anmku; R? BeIOpan u3 H win C-C;-ankuia.

Crienyroiiee BOIUIONEHUE HACTOSIIETO N300pETEHUS MPEACTABIET COO0H COCTUHEHHUS B COOTBETCTBHU C
dbopmymoii (I), kak pacKpbITO B TaHHOM OITUCAHUH, TIC R' u R? BMecte ¢ aToMoM yriepoaa, K KOTOpOMY OHHU
pUCcOeANHEHBI, 00pa3yioT C3-Cg-IIMKIIOAIKHIL.

Crienyroiiee BOIUIONEHUE HACTOSIIETO N300pETEHUS MPEACTABIAET COOONH COSTUHEHHUS B COOTBETCTBHU C
dopmyioii (I), Kak packpeITO B JaHHOM omucanuu, rae R’ mpexacrasmsier coboit H, atom ramorena, muano, C,-
Cr-ankwmi, ruapokcu-C-Cq-ankwmn, ranoreH-C;-Cy-ankwmi, C;-Cs-ankokcu-C;-Cq-ankwmn, C;-Cs-ankokcu-Cs;-Cg-
muknoankmwi-C-C-ankun, mu-C,-Cs-ankokcu-C;-C,-ankun, 3amemeHHbi  Germrunpokcu-C-Co-aakmwn  win
3aMEIICHHBIA TeTeporKIoankui-C-Cs-alKui, T TeTePOUUKIOANKII TPEACTABIIeT co00i 6-YIeHHBIN TeTe-
POLMKIIOATKIII, COJACPKAIIMIA TBA aTOMa a30Ta B KAUECTBE I'ETEPOATOMOB, TJC 3aMCIICHHBIA (CHUITUAPOKCHU-
C,-Cy-ankun 1 3aMelIeHHbli rerepouukioankmi-C-Co-aakui 3aMeeHbl R32, R*¥ u R34, rae R32, R¥u R34, Ka-
KBTI HEe3aBUCHMO, BEIOpaHbl 3 H, aroma ranorena u C,-C;-ankmia.

Crnenyrolee BOILUIONIECHUE HACTOSIIETO N300PETEHUS MPEICTABISACT COOOU COCIUHCHHS B COOTBETCTBHU C
dhopmymoii (I), kKak pacKpbITO B JAHHOM OITMCAHUH, TIIC R’ u R'® BMecte ¢ aromamu yriiepoaa, K KOTOPbIM OHHU
TIPUCOEANHEHBI, 00pa3ytoT 3amemeHHbIH C3-Cg-IIMKIOANKIII, 3aMelIeHHBIH (EHWIT WM 3aMeIIeHHBIH 5-
YJICHHBIN TeTepoapuil, COACpKaIIUN OTUH WIH JBa aTOMa a30Ta B KA4eCTBE TeTepOaTOMOB, IJie 3aMeIleHHbIH Cs-
Cy-TIMKITOATKIII, 3aMEIIeHHbBIN (DEHWT U 3aMEeIeHHBIA TeTepOoapril 3aMEIIEHBI R35, R¥*u R37, e R¥ R R¥* u R37,
KK HE3aBUCUMO, BHIOpaHbl 3 H, aroma ramorena, amuHo, HUTpo, C;-C;-ankwmna, C,-Cs-ankunkapOoHma,
Ci-Cy-ankmincynbhonmna, ranoreH-C,-C;-amkmna, C;-C,-ankunkapoormnamuao u  C;-C,-ankwicynb(hoHMI-
aMUHO.

Crnenyrolee BOIUIONICHUE HACTOSIIETO NU300PETEHUS MPEICTABISACT COOOU COCIUHCHHS B COOTBETCTBHU C
tdhopmynoii (1), kKak packphITO B JAHHOM OIHCaHUH, TIE R BeIOpaH u3 H, C;-Cs-ankmna, C;-Cg-IUKII0ANKIIA,
rajoreH-C;-Cs-ankuna u ranoreH-C;-Cg-1uKIIoanKua.

Crnenyrolee BOIUIONICHUE HACTOSIIETO NU300pPETEHUS MPEICTABISACT COOOU COCIUHCHHS B COOTBETCTBHU C
dbopmymoii (I), kak pacKpbITO B TaHHOM OIMCAHUH, TIC R? BeIOpan u3 H, C;-Cs-ankuna, Cs;-Cg-IMKIOANKIIIA,
ramored-C,-C,-ankuia win ranoreH-C;-Cg-IINKI0aIKHIIA.

KonkpeTnsie mpumepsl coeauaennii Gopmyssl (1), kKak packpbhITO B HACTOSIIEM U300pETSHIUH, BRIOPAHBI U3
CIEAYIOMMNX COEAUHEHUMN:

6-Xnop-2-nupunanH-3-un-3,4-anrnapo-2H-n3oxXnHonuH-1-oxa;

5-(6-Xnop-1-okco-3,4-aurng po-1H-n3oXnHOMMH-2-1n)-HUKOTUHOHUTPUNA;

6-Xrnop-2-(5-rngpokcumeTnn-nupnanH-3-nn)-3,4-aUrnapo-2H-n3oxXnHonuH-1-
OHa3;

6-Xnop-2-(5-xnop-nnpuanH-3-mn)-3,4-amrng po-2H-n3oxmHoNnH-1-oHa;

6-Xnop-2-(5-pTop-nmpuanH-3-mn)-3,4-aurng po-2H-n3oxXxMHONNH-1-0Ha,
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6-Xnop-2-(4-xnop-nnpuaunH-3-nn)-3,4-aurnapo-2H-n3oxnHonun-1-oxa;
2-(5-bpom-nnpuamnn-3-un)-6-xnop-3,4-aurnapo-2H-n3oxmHonunH-1-oHa;
6-Xnop-2-(5-metun-nupngnH-3-un)-3,4-aurng po-2H-n3oxXmMHONNH-1-oHa;
5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxXmHONNH-2-1n)-NnnpuanH-3-
kapbanbaernaa;
6-Xnop-2-(5-meTokeu-nnpmaunn-3-un)-3,4-4urna po-2H- 3o xXnMHonmH-1-oHa;
6-Xnop-2-(5-130nponokCu-nNMpugnH-3-mn)-3,4-aurng po-2H-n3oxmHonNuH-1-oHa;
6-Xnop-2-[5-(1-rngpokcu-1-mMeTun-aTnn)-nupnanH-3-unl-3,4-aurnapo-2H-
M30XUHOMUH-1-0HA;
6-Xnop-2-[5-(1-rngpokcn-atun)-nnpuamnn-3-unl-3,4-amrng po-2H-n3oxmHonnH-1-
OHa;
6-Xnop-2-[5-((R)-1-rnapokcu-atun)-nnpuamnn-3-unl-3,4-aurngpo-2H-
W30XVMHOMWH-1-0Ha;
6-Xnop-2-[5-((S)-1-rmapokcn-atun)-nupuant-3-unj-3,4-amurng po-2H-
U30XVMHOMWH-1-0Ha;
6-Xnop-2-[5-(1-meToKCu-aTun)-NupnanH-3-unj-3,4-aurng po-2H-n3oxmHonuH-1-
OHa;
2-(5-AMUHO-NNPUAWH-3-1n)-6-xnop-3,4-a4Mrnapo-2H-n3oxXMHoNnH-1-oHa;
6-Xnop-2-[5-(2,2,2-1pndTop-1-rnapokcn-aTnn)-nupnaunH-3-mnj-3,4-gurngpo-2H-
M3OXUHOMNH-1-0HA;
6-Xnop-2-[5-(2,2,2-TpudpTop- 1-MeTOKCU-3TUN)-NnpuamnH-3-nnl-3,4-gurngpo-2H-
M3OXUHOMNH-1-0HQ;
6-Xnop-2-[5-(4MKNonponMn-rngpPoKCU-MeTun)-NnpruanH-3-unl-3,4-aurngpo-2H-
M3OXUHOMNH-1-0HA;
6-Xnop-2-[5-(yMKNonponMnI-MeTOKCU-MeTUN)-NUPUAKH-3-1nl-3,4-gurngpo-2H-
M3OXUHOMNH-1-0HA;
6-Xnop-2-(4-tTpudTopmetTnn-nmpuanH-3-mn)-3,4-aurng po-2H-n3oxmHonunH-1-
OH3;
6-Xnop-2-[5-(2-rnapokcn-aTun)-nnpuamnn-3-unl-3,4-amrng po-2H-n3oxmHonnH-1-
OHa;
6-Xnop-2-[5-(1-meTokcu-1-meTun-atun)-nupuanH-3-mnl-3,4-aurnapo-2H-
M30XUHOMNH-1-0HQ;
OtaHcynbdoHoBOW KNCnoThl [5-(6-xrop-1-okco-3,4-aurnapo- 1H-n3oxmHonuH-2-

Wn)-NMpUANH-3-MNveTUn}-ammnaa;
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6-Xnop-2-[5-(2-okco-nnpponnamnH-1-un)-nnpmnauH-3-un]-3,4-gurngpo-2H-
M30XUHONMNWH-1-0Ha;

6-Xnop-2-(1-metun-1H-nupasono[3,4-clnupuaunn-4-nn)-3,4-gurngpo-2H-
U30XVMHOIMWH-1-0Ha;

6-Xnop-8'-rngpoken-3,4,5',6',7',8'-rekcarngpo-[2,4'1AMM30XMHONNHUN-1-0Ha;

N-(6-Xnop-1-okco-3,4,5',6',7',8'-rekcarngpo-1H-[2,4'lanmsoxmHonuHmnn-8'-un)-
nponMoHamuaa;

6-Xnop-2-{5-[rngpokcun-(1-metun-1H-umngason-2-un)-mMetTun]-nnpuanH-3-un}-
3,4-aurngpo-2H-n30xmHonNuH-1-oHa;

6-Xnop-2-{5-[(3,4-andTOp-heHnn)-rnapokCn-meTun]-nupuamnH-3-nn}-3,4-
anrngpo-2H-n3oxmHonuH-1-oxHa;

6-Xnop-2-{5-[(3,5-andTop-heHnn)-rnapokCn-meTun]-nupnaunH-3-nn}-3,4-
aurngpo-2H-1n3oxnHonuH-1-oHa;

6-Xnop-2-{5-[(4-aTnn-peHnn)-rng pokcu-MeTun]-nMpuaAnH-3-un}-3,4-4Urnapo-
2H-130XMHOMNMMH-1-0Ha;

6-Xnop-2-[5-(rngpokcn-peHnn-metun)-nupngunH-3-unj-3,4-gurng po-2H-
M30XUHONMWH-1-0Ha;

6-Xnop-2-[5-(1-rugpokcu- 1-peHnn-atun)-nupungnH-3-unl-3,4-gmrngpo-2H-
M30XUHONWH-1-0Ha;

6-Xnop-2-{5-[1-(3,4-gundTop-deHunn)-1-rugpokcn-aTun]-nupuaunn-3-nn}-3,4-
anrngpo-2H-n3oxnHonmH-1-oHa;

6-Xnop-2-{5-[1-(3,5-andTop-dheHnn)-1-rngpokcn-aTun]-nupuaunn-3-nn}-3,4-
anrngpo-2H-n3oxnHonmH-1-oxHa;

6-Xnop-2-(6-meTun-nupasun-2-un)-3,4-aurngpo-2H-n3oxXmMHonmH-1-o1a;

6-Xnop-2-[5-(mopconuH-4-kapboHun)-nmpugmn-3-un]-3,4-aurngpo-2H-
U30XVMHOIMWH-1-0Ha;

6-Xnop-2-[5-(3-rug pokcu-nupponunamnH-1-kapboHun)-nnpuanH-3-unj-3,4-
aurngpo-2H-n3oxnHonmH-1-oHa;

5-(6-Xnop-1-okco-3,4-gurngpo- 1H-nsoxmHonun-2-nn)-N,N-gumetnn-
HUKOTMHaMUA;

6-Xnop-2-[5-(nnpponunaun- 1-kapboHnn)-nnpuaunH-3-unl-3,4-gurnapo-2H-
M30XUHONWH-1-0Ha;

5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxmHonuH-2-un)-N-mMeTun-HMKoTMHaMuAa,;
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5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxmHonmH-2-un)-N-yuknonponun-
HUKOTMHaMUA;

5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxnHonnH-2-un)-N-(4-cbtop-perHnn)-
HUKOTMHaMUAa;

5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxnHonmH-2-un)-N-heHnn-HKoTMHaMmna a;

6-Xnop-2-[5-(4,4-aundTop-nmnepuanH- 1-kapO oHun)-nupnaun-3-nnj-3,4-
Arnapo-2H-m3oxMHonunH-1-o1a;

6-Xnop-2-[5-((S)-2-MeTOKCMMETUN-NMPPONMANH-1-UNMETUN)-NNPUANH-3-WN]-
3,4-purngpo-2H-n30xXmMHONUH-1-oHa;

6-Xnop-2-[5-((S)-2-meTokCcMMeTUR-NMPPOnUAUnH-1-un)-nnpnanH-3-unj-3,4-
Anrnapo-2H-m3oxmHoNnH-1-oHa;

6-Xnop-2-[5-((S)-2-rma pokcumeTnn-5-okco-nupponuanH-1-un)-nnpugun-3-unj-
3,4-aurngpo-2H-n30XMHONUH-1-0Ha;

6-Xnop-2-nnpuMnanH-5-un-3,4-anurng po-2H-n3oxXmHonmH-1-o1a;

6-Xnop-2-nnpuaasunn-3-un-3,4-gurnapo-2H-n3oxmHonmH-1-oHa,;

6-Xnop-2-nnpuamnH-3-un-2H-n30xmHonNuH-1-oHa,;

6-Xnop-2-(5-prop-nmpuaunH-3-mn)-2H-n30xXmMHonNuH-1-oHa;

6-Xnop-2-[4-(1-rugpokcu-atun)-nmpnanH-3-mnj-3,4-aurng po-2H-n3oxmHonmH-1-
OHa;

6-Xnop-2-(4-rugpoKkCMmMeTUn-npuanH-3-un)-3,4-auring po-2H-n3oxmHonnH-1-
OHa;

2-[5-(1-AMuHO-ymknonponun)-nupuaunH-3-nnl-6-xnop-3,4-aurnapo-2H-
M30XMHONMNH-1-0Ha;

6-Xnop-2-[5-(4-metun-4H-[1,2,4]tpnason-3-un)-nnpuanH-3-unl-3,4-4urngpo-
2H-n30XMHONMH-1-0HA;

6-Xnop-2-(5-metuncynbanmn-nnpmuamnH-3-un)-3,4-aurnapo-2H-n3oxmHonunH- 1-

OHa;
6-Xnop-2-(5-audTopmeTokcn-nnpunanH-3-un)-3,4-aurng po-2H-n3oxmHonuH-1-
OHa;
6-Xnop-2-(4-AUMETOKCUMETUI-NNPUANH-3-1n)-3,4-Anrnapo-2H-n3oxXMHoNnH-1-
OHZ;

6-Xnop-2-[5-dpTop-4-(1-ruapokeu-aTun)-nupuani-3-unl-3,4-aurngpo-2H-

M3OXUHONMNWH-1-0Ha;
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6-Xnop-2-{4-[(4-cdbTop-dheHnn)-rng pokcnu-meTnn]-nnpunanH-3-un}-3,4-a1rnapo-
2H-130X1HONNH-1-0Ha;

6-Xnop-2-[4-(1-meToKCU-3TnN)-NMpuaunH-3-unl-3,4-aurnapo-2H-n3oxmHonuH-1-
OHa;

6-Xnop-2-(1-metun-1H-nuppono[3,2-clnnpnanH-7-un)-3,4-aurnapo-2H-
M3OXMHONMWH-1-0Ha;

6-Xnop-2-(5-yuknonponun-nnupnanH-3-mn)-3,4-aurngpo-2H-n3oxmHonmH-1-oHa;

6-Xnop-2-[5-(2-meTun-2H-[1,2,4]tpnason-3-un)-nnpuanH-3-un]-3,4-aurngpo-
2H-n30xuHoONnH-1-0HA;

6-Xnop-2-(5-4nknonponokcu-NnpuamnH-3-un)-3,4-aurng po-2H-n3oxmHonuH-1-
OH3;

6-Xnop-2-(4-MeTOKCUMETUN-NMNPUANH-3-UN)-3,4-a4Mrnapo-2H-n3oxXMHONnH-1-
OH3;

6-Xnop-2-[5-pTop-4-(1-rmapokcu- 1-meTnn-aTun)-nupnaunH-3-nnl-3,4-aurnapo-
2H-n30xuHONUH-1-0HA;

6-Xnop-2-[5-(5-meTun-nupason-1-unmetunn)-nnpuamnnH-3-unl-3,4-gurngpo-2H-
M30XUHONMWH-1-0HA;

6-Xnop-2-(1H-nuppono[3,2-clnnpnanH-7-un)-3,4-aurnapo-2H-n3oxmHonuH-1-
OH3;

6-Xnop-3,4-aurngpo-[2,4'1aMM3oxmHonuHmnn-1-oHa;

3-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxXmHONMH-2-1n)-N30HNKOTUHOHUTPUNA;

6-Xnop-2-(5-dpTop-4-MeTOKCUMETUN-NNPULANH-3-1n)-3,4-aUrngpo-2H-
M30XUHONMWH-1-0HA;

6-Xnop-2-[5-pTop-4-(1-MeToKCU-3TUN)-NNpUanH-3-nnl-3,4-gurngpo-2H-
M30XUHONMWH-1-0Ha;

6-Xnop-2-(4-1n30nponokCMMeTUN-NMpuanH-3-un)-3,4-amrnapo-2H-n3oXMHONNH-
1-0Ha;

6-Xnop-2-[4-(ynknonponun-MeTOKCU-METUI)-NNPUAUNH-3-1n]-3,4-aurngpo-2H-
U30XVHOIMNWH-1-0Ha;

6-xnop-2-[5-(3,5-gumeTun- 1H-nmupason-4-nn)-nnpuamnnH-3-un)-3,4-gurngpo-2H-
M30XUHONMWH-1-0HA;

6-Xnop-2-[5-(3,5-aumeTun-3H-nmngason-4-un)-nupugunH-3-mnj-3,4-aurnapo-

2H-n3oxuHonuH-1-oHa;
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6-Xnop-2-[5-(1,1-anokco-1A6-[1,2]TnasunHaH-2-nnmeTtun)-npnaunH-3-unj-3,4-
Arnapo-2H-n3oxXMHonNuH-1-oHa;
6-Xnop-2-[5-(1,1-a4noKCO-1AB-M30TNA3ONNINH-2-UNMETUN)-NNPUANH-3-1n]-3,4-
Anrnapo-2H-n3oxmHonuH-1-oHa;
6-Xnop-2-[5-((S)-2-rmapoKkCnmMeTnn-5-oKkCo-NMpPONUANH-1-MNMeTHnN)-NMPUANH-
3-un]-3,4-gurngpo-2H-n3oxXnMHoNnH-1-oHa;
(S)-1-[5-(6-Xnop-1-okco-3,4-aurug po-1H-n3oxmHonuH-2-nn)-NpunamH-3-
UNMETUN]-NMPPONNANH-2-KapOOHOBOW KUCNOTbI METMUNOBOIO adpmpa;
6-Xnop-2-(5-meTokeunnpuanH-3-mn)-3-metun-3,4-aurna po-2H-n3oxmHonmH-1-
OHa;
6-Xnop-2-(5-rngpokcumeTnnnMpuanH-3-un)-3-metun-3,4-aurng po-2H-
W3OXMHONMNWH-1-0Ha;
6-Xnop-2-[5-(2-nsonponunumngason-1-nnmetun)-nupugunH-3-unl-3-metnn-3,4-
AVrnapo-2H-n3oxmHonNuH-1-oHa;
6-Xnop-3-meTnn-2-nnpuanH-3-un-3,4-aurng po-2H-n3oxXnHonNuH-1-oHa;
6-Xnop-2-(5-dpropnmpuaunn-3-un)-3-metnn-3,4-4urna po-2H-n3oxXnHonmH-1-ox1a;
6-Xnop-3-MeTun-2-nUpuMnanH-5-un-3,4-aurng po-2H-m3oxmHonuH-1-oHa;
(R)-6-Xnop-3-meTun-2-nnpnanH-3-un-3,4-aurnapo-2H-n3oxmHonmH-1-oxa;
(8)-6-Xnop-3-meTnn-2-npuanH-3-un-3,4-aurnapo-2H-n3oxmHonunH-1-oHa;
8-Xnop-3-meTun-2-nnpungnH-3-nn-3,4-aurnapo-2H-n3oxmHonmH-1-ox1a;
6-MeTokcu-2-nnpuanH-3-un-3,4-anurng po-2H-n3oxXmHonmnH-1-oHa;
5,6-Anxnop-2-nupnamnH-3-nn-3,4-aurnapo-2H-n3oxmHonmH-1-oHa;
2-Xnop-6-(5-meToken-nmpuaunn-3-un)-7,8-gurnapo-6H-[1,6]JHadTnpngnH-5-o1a;
2-MeToken-6-(5-meToken-nnpruamnn-3-un)-7,8-gurngpo-6H-[1,6JHad Tupng nH-5-

OHa;
2-MeToken-6-nmpuaun-3-un-7,8-aurng po-6H-[1,6JHadTMpuaAnH-5-0Ha;
6-Xnop-5-pTop-2-(5-MeTokCn-NnpuanH-3-1n)-3,4-4urng po-2H-n3oxmHoNuH-1-

OHa;
6-Xnop-7-dTop-2-(5-meTokCH-NNpUAnH-3-1n)-3,4-Aurng po-2H-n3oxXmMHoONnH-1-

OHa;

6-Xnop-7-pTop-2-nnpuaunH-3-un-3,4-aurnapo-2H-n3oxmHonmH-1-oHa;
6-Xnop-4,4-gumeTun-2-nnpuanH-3-mn-3,4-aurng po-2H-n3oxuHonunH-1-oHa;
6-Xnop-2-(5-meTokcu-nupuaunn-3-un)-4,4-gumetnn-3,4-gurngpo-2H-

M3OXUHOMNWH-1-0Ha;
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6-Xnop-2-(5-Top-nupnamnH-3-un)-4,4-gumetnn-3,4-aurng po-2H-n3oxXnHonvH-

1-0Hg;

6-Xnop-4-metnn-2-nnpuanH-3-un-3,4-aurng po-2H-n3oxmHonmnH- 1-oxHa;

6-Xnop-2-(5-pTop-nupnamnH-3-un)-4-metun-3,4-4urnapo-2H-n3oxmHonnH-1-
OH3;

6-Xnop-2-(5-meTokeu-nupunanH-3-mn)-4-metun-3,4-aurng po-2H-n3oxmHonmnH-1-
OH3;

5-Xnop-2-nupungnH-3-un-2, 3-4urngpo-n3onHaon-1-oxa;

5-Xnop-2-[5-(2-nsonponun-nmungason-1-unmetnn)-nnpuanH-3-mnl-2, 3-aurng po-
M30UHA0M-1-0HA;

5-Xnop-2-(5-[1,2,4]tpnaszon-1-unmeTtmn-nupuamnH-3-un)-2, 3- Aurngpo-m3onHaon-
1-0Ha;

5-Xnop-2-[5-(2-meTnn-umngaszon-1-mnmetun)-nnpuamnH-3-uni-2, 3-aurnapo-
M30UHA0M-1-0HA;

5-Xnop-2-[5-(2-okco-nupponnamnH-1-unmeTnn)-nupungnH-3-mnj-2, 3-aurngpo-
M30UHAO0M-1-0HA;

5-Xnop-2-[5-((S)-2-MeTokCMMETUN-NUPPONUAUH-1-MNMeTUN)-NNPULNH-3-1n]-
2,3-4Urnapo-m3onHaon-1-o1a;

5-Xnop-2-[5-(2-okco-nunepuamnH-1-mnmetTnn)-nupugnH-3-mnj-2, 3-aurng po-
M30UHA0M-1-0HA;

OTaHcynbdoHOBOW KMUCMOThbl  [5-(5-xnop-1-okco-1,3-Aurnapo-n3onHgon-2-mn)-
NUPUAWH-3-unmeTunl-amuaa;

5-Xnop-2-(1-metun-1H-nupasono[3,4-clnupungnH-4-un)-2, 3-4Mrngpo-u3onHa on-
1-0Ha;

5-Xnop-2-(8-ruapokcu-5,6,7,8-TeTparnapo-n3oxXuHonnH-4-un)-2, 3-aurnapo-
M30UNHAO0M-1-0HA;

5-Xnop-3-metun-2-nnpuamnH-3-un-2, 3-aurnapo-m3onHaon-1-ona;

6-Xnop-3-meTnn-2-nupnanH-3-un-2,3-4urnapo-n3onHgon-1-oxa;

5-Xnop-2-(5-meToken-nnpuamnH-3-un)-3-metun-2, 3-4urnapo-m3onHaon-1-oHa;

5-Xnop-3-meTtun-2-(4-metnn-nnpnanH-3-un)-2, 3-4urngpo-n3onHgon-1-oHa;

5-Xnop-2-[5-(1-rngpokcn-aTun)-nupuanH-3-unj-3-metun-2,3-aurngpo-
M30UNHAOM-1-0HA;

5-Xnop-2-(5-Top-nnpnaunH-3-nn)-3-metnn-2, 3-aurng po-u3onHaon-1-oxa;

3-beH3un-5-xnop-2-nnpunaunH-3-un-2,3-4urnapo-n3ouHaon-1-oxHa;
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5-Xnop-3-3tnn-2-nupnanH-3-mun-2, 3-4urngpo-n3onHgon- 1-oxa;

5-Xnop-3-3atnn-2-(5-pTop-nupuaunH-3-nn)-2, 3-4Urnapo-n3onHgon- 1-oxa;

5-Xnop-3-3tnn-2-(5-meToken-nupnamnH-3-un)-2, 3-aurng po-n3onHaon-1-oHa;

5-Xnop-3,3-aumMeTun-2-nmpuaunH-3-umn-2,3-4urnapo-n3onHaon-1-ona;

5-Xnop-2-(5-pTop-nnpnaunH-3-un)-3, 3-aumetun-2, 3-aurng po-n3omHAon- 1-oHa;

5-Xnop-2-(5-meToken-nnpnanH-3-un)-3,3-gumeTun-2,3-gurnapo-n3onHgon-1-
OH3;

5-Xnop-2-(5-gudpTopmeTokCu-NnupuanH-3-un)-3,3-aumeTunn-2, 3-4urngpo-
M30UHAOIM-1-0Ha;

5-Xnop-2-[5-(1-rugpokcu-atun)-nupngnH-3-un]-3,3-gumetnn-2,3-4urng po-
M30MHAO0M-1-0Ha;

5-Xnop-2-(5-ruapokCMmeTun-nmpuant-3-mn)-3,3-gumeTtun-2, 3-4urngpo-
M30MHAO0M-1-0HA;

5-Xnop-3,3-gumeTtun-2-[5-(2-meTun-nmmaason-1-mnmetnn)-nupunaunH-3-nnj-2, 3-
AUrngpo-ns3omHaon-1-oHa;

6-Xnop-2-[5-((S)-2-rna pokcMmMeTnn-nMpponuanH-1-mn)-nupmanH-3-unj-3,4-
anrngpo-2H-n3oxmHonun-1-oHa;

5-Xnop-2-[5-((S)-2-rmapokcumMeTUn-nupponuguH-1-mn)-nnpnanH-3-unj-2,3-
AUrNgpo-n3onHaon-1-oHa;

6-Xnop-2-[5-((R)-3-rngpokcu-nupponnguH-1-un)-nnpuamnn-3-unl-3,4-aurnapo-
2H-n30xmHONWH-1-0HA;

5-Xnop-2-[5-((R)-3-rngpokcu-nupponuamnn-1-un)-nnpunauvH-3-nnl-2, 3-aurng po-
MU30UHA0M-1-0HA;

2-I'mapokcn-6-(5-meToken-npuaunH-3-mn)-7,8-gurnapo-6H-[1,6JHad TpnanH-5-
OHa;

6-Xnop-2-(5-umngason-1-unmetnn-nupngnH-3-un)-3,4-aurngpo-2H-
MN3O0XUHOMNH-1-0Ha;

6-Xnop-2-[5-(2-usonponun-nmnaason-1-unmeTun)-nupuamnH-3-unl-3,4-gurng po-
2H-130XHOMNMMH-1-0Ha;

6-Xnop-2-[5-(2-meTtnn-umuaason- 1-unmetTvnn)-nupuanH-3-unj-3,4-gurngpo-2H-
U30XVMHOMWH-1-0Ha;

6-Xnop-2-[5-(2-atun-4-metun-nmuaason-1-nnmetunn)-nupnanH-3-unj-3,4-

Aurnapo-2H-n3oxXmMHOMNMH-1-0Ha;
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6-Xnop-2-[5-(3-rmapokcun-nnunepuamnn- 1-unmetnn)-nupuamnn-3-unl-3,4-4urunapo-
2H-n30xuHoONnH-1-0Ha;

MponaH-2-cynboHoBOM KUCnoTkl [5-(6-xnop-1-okco-3,4-aurngpo-1H-
W3O0XMHOMWH-2-1M)-NUPUANH-3-UNMeTun]-amnaa;

6-Xnop-2-[5-(3-ruapokcn-nnupponuamuH-1-unmeTun)-nnpngnH-3-unj-3,4-
aurngpo-2H-n3oxnHonmH-1-oxa;

6-Xnop-2-[5-((R)-3-ruapokcu-nupponngunH-1-unmeTtun)-nupungnH-3-mnj-3,4-
anrngpo-2H-n3oxnHonmH-1-oxa;

6-Xnop-2-[5-((S)-3-rmapokcu-nupponnaun- 1-unmetun)-nupuanid-3-unj-3,4-
anrngpo-2H-n3oxnMHonmH-1-oHa;

6-Xnop-2-[5-((S)-2-rma pokCUMeTUN-NMPPONUANH-1-UNMETUN)-NNPULNH-3-Wr]-
3,4-anrngpo-2H-n30xmHonmH-1-0Ha;

6-Xnop-2-[5-((R)-2-rugpokcumeT1n-nnpponnamH-1-mnmeTunn)-nupuamnH-3-unj-
3,4-aurngpo-2H-n30xXnHonnH-1-oHa;

6-Xnop-2-[5-(3,5-aumeTun-nmpason- 1-nnmetnn)-nupuann-3-unl-3,4-gurnapo-
2H-n3oxuHonNnH-1-0Ha;

N-[5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxXMHONMH-2-1n)-NnnpungnH-3-unmeTun]-
MeTaHcynbgoHammaa,

N-[5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n3oxXMHONMH-2-1n)-NMpuanH-3-urnmeTun]-
ayetamnaa;

6-Xnop-2-(5-mopdonuH-4-unmeTun-nupuann-3-mn)-3,4-gurng po-2H-
U30XVHOIMNWH-1-0Ha;

6-Xnop-2-[5-(2-okco-nupponngnH-1-unmeTun)-nupngnH-3-unj-3,4-gurng po-2H-
U30XVHOMNWH-1-0Ha;

6-Xnop-2-[5-(1,1-anokco-1A8-TnoMmoph oNuH-4-nnmeTnn)-nnpuanH-3-unl-3,4-
anrngpo-2H-n3oxnHonmH-1-oxa;

6-Xnop-2-[5-(2-okco-okcasonuanH-3-nnmeTnn)-nupuaunt-3-nnij-3,4-gurngpo-2H-
M30OXUHONMWH-1-0HA;

6-Xnop-2-[5-(2-okco-ummaasonuamnH-1-unmetTnn)-nnpuamnH-3-unl-3,4-gurngpo-
2H-130X1HONNH-1-0Ha;

6-Xnop-2-[5-(3-meTun-2-okCo-nMnaasonnamn- 1-nnmeTnn)-nnpuanH-3-uni-3,4-
anrngpo-2H-n3oxXnMHonNmH-1-oxHa;

6-Xnop-2-(5-nnpason-1-unMmeTun-npuaunH-3-un)-3,4-amrng po-2H-n3oxXmHONnH-

1-0Ha;
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6-Xnop-2-[5-(2-nponun-umunaason-1-unmeTtun)-nnpuaunn-3-unl-3,4-aurng po-2H-
M30XUHOMNH-1-0HA;
1-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-n3oxmHoNnH-2-1n)-NUpuanH-3-unmeTnnl-
1H-umngason-2-kapboHOBOW KUCMOTLI 3TUNOBOro 3hunpa;
6-Xnop-2-[5-(2-rngpokcumeTnn-umnaason- 1-unmeTnn)-nnpuamnnH-3-mnj-3,4-
Anrnapo-2H-n30XMHONNH-1-0Ha;
6-Xnop-2-[5-(okceTaH-3-unammHomeTun)-nupnaunH-3-unj-3,4-gurngpo-2H-
M30XUHOMNH-1-0HA;
6-Xnop-2-{5-[4-(2-rnapokcn-atun)-nunepasuH-1-unmetnnl-nnpuanH-3-un}-3,4-
Anrnapo-2H-N30XMHONNH-1-0Ha;
6-Xnop-2-[5-(4-nsonponun-nunepasuH- 1-nnmetun)-nnpuamnd-3-unl-3,4-
Anrnapo-2H-n3oxmMHoOnNuH-1-oHa;
6-Xnop-2-[5-(4-meTnn-nunepasun- 1-unmetn)-nupunanH-3-unl-3,4-aurnapo-2H-
M30XUHOMNH-1-0HA;
6-Xnop-2-[5-(4,4-gndTOop-NunepunH- 1-unmeTnn)-nnpuaunH-3-mnj-3,4-aurngpo-
2H-1n30X1HONMH-1-0Ha;
6-Xnop-2-[5-(3,3-gndTop-NnpponuanH-1-unmeTun)-nnpuavH-3-nnj-3,4-
Anrnapo-2H-n30XMHONMH-1-0Ha;
6-Xnop-2-[5-(2-okca-6-a3a-cnnpo[3.4]okT-6-nnmetun)-nnpugnH-3-uni-3,4-
Anrnapo-2H-N30XMHONMH-1-0Ha;
6-Xnop-2-[5-(2-okca-6-asa-cnnpo[3.3Jrent-6-unmeTtun)-nnpmnamnH-3-nnj-3,4-
Anrnapo-2H-n3oxmHonNuH-1-oHa;
6-Xnop-2-[5-(3,3-andpTop-nunepnanH- 1-unmeTnn)-nnpuanH-3-mnj-3,4-aurng po-
2H-n3oxnHonnH-1-oHa;
6-Xnop-2-[5-(2-okco-nunepuamnn-1-unmetnn)-nupngnH-3-unl-3,4-gurnapo-2H-
W30XVHOMWH-1-0Ha;
6-Xnop-2-(5-[1,2,3]rpuason-2-unmeTun-nupungnH-3-un)-3,4-aurng po-2H-
M30XUHOMNH-1-0HA;
6-Xnop-2-(5-[1,2,3]rpuason-1-unmetun-nupungnH-3-un)-3,4-aurng po-2H-
M30XUHOMNH-1-0HA;
6-Xnop-2-[5-(2-xnop-umugason-1-unmeTun)-nnpuamnn-3-mnl-3,4-aurngpo-2H-
M3OXUHOMNH-1-0HQ;
6-Xnop-2-[5-(3-metnn-[1,2,4]Tpnason-4-nnmetnn)-nupnaunH-3-unl-3,4-gurnapo-

2H-130X1MHONNH-1-0Ha;
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6-Xnop-2-[5-(5-meTtun-[1,2,4]tpnason-1-unmMetTnn)-nUpuamnH-3-unj-3,4-gurnapo-
2H-n30XnHONNH-1-0Ha;
6-xnop-2-[5-(3-metnn-[1,2,4]tpnason-1-unmeTtun)-nupnaunH-3-mnj-3,4-aMrng po-
2H-n30XMHONNH-1-0Ha;
6-Xnop-2-(5-[1,2,4]rpnason-4-unmeTun-nmpuamnn-3-un)-3,4-aurnapo-2H-
WU3OXUHONMNWH-1-0HA;
6-Xnop-2-(5-[1,2,4]tpnason-1-unmetnn-nnpuanH-3-un)-3,4-gurngpo-2H-
M3OXUHONMNWH-1-0HA;
6-Xnop-2-[5-(2-meTun-6eHzonmmnaason-1-unmeTtun)-nnpuanH-3-unj-3,4-
Avrnapo-2H-m3oxmHonunH-1-oHa;
6-Xnop-2-(5-nHgason-1-mnmetnn-nupnaunn-3-un)-3,4-amurnapo-2H-n3oxXmHonmH-
1-0Ha;
6-Xnop-2-(5-nHaason-2-unmeTun-nupuamnH-3-un)-3,4-aurng po-2H-n3oxXMHoNmH-
1-0Ha;
6-Xnop-2-[5-(6-pTOop-nHaoN-1-unmeTnn)-nupnaunH-3-unl-3,4-gurnapo-2H-
WM30OXUHONMNWH-1-0HA;
6-Xnop-2-[5-(7-pTop-uHgon-1-unmetun)-nupnaunH-3-unl-3,4-gurnapo-2H-
WU3OXUHONMNWH-1-0HA;
6-Xnop-2-[5-(4-pTop-nHaon-1-unmetun)-nupnann-3-uni-3,4-aurngpo-2H-
M3OXUHONMNWH-1-0HA;
6-Xnop-2-[5-(4-meTun-nupason- 1-unmeTun)-nupuaunH-3-nnl-3,4-gurngpo-2H-
WM3OXWUHONMNWH-1-0HA;
6-Xnop-2-[5-(2-ymnknonponun-umugason-1-unmeTun)-nupugnx-3-unj-3,4-
Aurnapo-2H-n3oxmHonuH-1-oHa;
6-Xnop-2-[5-(2-TpucbTopmMeTUn-uMmmnaason-1-mnmetnn)-nupuamH-3-unj-3,4-
Avrnapo-2H-m3oxmHonunH-1-oHa;
6-Xnop-2-[5-(3-meTun-nupason- 1-unmeTun)-nupuaunH-3-nnl-3,4-gurngpo-2H-
WU3OXUHOMNWH-1-0HA;
6-Xnop-2-[5-(2-aTnn-nmmngason-1-unmeTnn)-nupnamnn-3-mnj-3,4-aurngpo-2H-
WU30OXUHONMNWH-1-0HA;
2-(5-AMUHOMETUN-NNPUANH-3-1n)-6-xnop-3,4-aurngpo-2H-n3oxnHonunH-1-oxa;
6-Xnop-2-(5-meTokcMMeTUN-NNpUAnH-3-un)-3,4-aurngpo-2H-n3oxXmHonNuH-1-

OHa,;
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6-Xnop-2-(5-nsonponokcumeTnn-NnMpuanH-3-mn)-3,4-aurng po-2H-n3oxXMHonNnH-
1-0Ha;
6-Xnop-2-[5-(2,2,2-TpudpTop- 1-MeTUN-3TOKCUMETUN)-NUPUANH-3-1n]-3,4-
AUrnapo-2H-n30XmMHOMNMH-1-0Ha;
6-Xnop-2-{5-[2-(1-meTnn-nmpponuaunH-2-un)-3ToKCUMeTUnN]-nnpuamnH-3-un}-3,4-
AMrnapo-2H-n3oxXmHOmNMH-1-oHa;
6-Xnop-2-(5-4nKNnoneHTUNoOKCUMETUN-NMPULNH-3-1n)-3,4-aurngpo-2H-
M30OXUHONMH-1-0Ha;
6-Xnop-2-(5-4yMknonponnnMeToKCUMETUN-NNPULANH-3-1n)-3,4-anrngpo-2H-
M3OXVHOMNMWH-1-0H3;
6-Xnop-2-[5-(2-pTop-peHokeumeTnn)-nupnant-3-mnl-3,4-gurngpo-2H-
M30OXUHONMH-1-0Ha;
6-Xnop-2-[5-(1-MeTnn-ynknonponUIMeTOKCUMETUN)-NNPUAnNH-3-unl-3,4-
AMrnapo-2H-n3oxXmMHONMH-1-0Ha;
6-Xnop-2-[5-(TeTparngpo-dypan-2-nnMeToKCUMeETUN)-NNpNanH-3-nnj-3,4-
AUrnapo-2H-n30xXMHOMNNH-1-0Ha;
6-Xnop-2-[5-(2,2,2-TpudpTop-aTokCcumeTun)-nupunant-3-unl-3,4-gurngpo-2H-
M30OXUHONWH-1-0Ha;
6-Xnop-2-(5-ymknobyTokcumMeTUn-NpuanH-3-un)-3,4-aurngpo-2H-n3oxXMHonmH-
1-0Ha;
6-Xnop-2-[5-(3,5-gumeTunn-nsokcason-4-unmeTtun)-nupunann-3-unl-3,4-gurng po-
2H-130XMHONMH-1-0Ha;
6-Xrnop-2-[5-(4-meTaHcynboHnN-6eH3nn)-NnpuanH-3-unj-3,4-amurng po-2H-
M3OXMHOIUH-1-0Ha;
6-Xnop-2-[5-(6-meTnn-NMpnanH-3-UnmeTun)-NnnpuanH-3-unl-3,4-aurngpo-2H-
M30OXUHONMH-1-0Ha;
6-Xnop-2-[5-(6-mopdonnH-4-nn-nnpunanH-3-mnmetTmn)-nnpuanH-3-munj-3,4-
AUrnapo-2H-n30XMHOMNNH-1-0Ha;
6-Xnop-2-[5-(2-meTtun-2H-nupason-3-unmeTtun)-nupnauH-3-unl-3,4-4urngpo-
2H-130XMHOMNH-1-0Ha;
6-Xnop-2-[5-(1-metun-1H-nupason-4-unmetun)-nupnauH-3-unl-3,4-4urngpo-
2H-130XNMHONNH-1-0Ha;
6-Xnop-2-[5-(2,3-audTop-6eH3nn)-nupnaunH-3-nn]-3,4-gurngpo-2H-

M3OXUHONMH-1-0Ha;
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6-Xnop-2-[5-(3,5-andTop-6eH3nn)-nnpuanH-3-unj-3,4-gurnapo-2H-
M3OXWUHONMNWH-1-0Ha;

6-Xnop-2-[5-(2,5-andTop-6eH3nn)-nnpnanH-3-unj-3,4-gurngpo-2H-
M3OXUHONWNH-1-0Ha;

6-Xnop-2-[5-(2-TpudTopmeTnn-6eH3nn)-nmpuanH-3-unl-3,4-aurnapo-2H-
W30XUHOINH-1-0Ha;

6-Xnop-2-[5-(2,6-aunxnop-6eH3nn)-nnupuanH-3-unj-3,4-aurng po-2H-m3oxXMHONMH-
1-0Ha;

6-Xnop-2-[5-(2-xnop-6-hTop-6€H3Mn)-NpuanH-3-unl-3,4-aurng po-2H-
M3OXWUHONMNWH-1-0Ha;

6-Xnop-2-[5-(3,4-anxnop-6eH3nn)-nnpuanH-3-unj-3,4-aurng po-2H-n30XMHONNH-
1-0HZ;

6-Xnop-2-[5-(2,5-anxnop-6eH3nn)-nnpuanH-3-unj-3,4-amrng po-2H-n30XMHONMH-
1-0Ha;

OTaHcynbOOHOBOW KUCMOTbI [5-(6-xmnop-1-0kco-3,4-aurnapo-1H-n3oxmHonuH-2-
un)-NnupungnH-3-unj-amuaa;

N-[5-(6-Xnop-1-0kco-3,4-aurnapo- 1H-n3aoxmHoNuH-2-nn)-nupuanH-3-mnj-
B6eH3oncynbPoHaMnAa;

N-[5-(6-Xnop-1-0kco-3,4-aurnapo- 1H-u3oxuHoNuH-2-1n)-nupunanH-3-mnj-
MEeTaHcynboHammaa,

LinknonponaHcynbdoHoBoOM KNCNOTbI [5-(6-xnop-1-okco-3,4-gurngpo-1H-
W3OXWHOMUH-2-UN)-NUPUAUH-3-UM]-amMnaa;

6-Xnop-2-[5-(4-dTop-6eH3unammnHo)-nmpuanH-3-un]-3,4-aurngpo-2H-
W30XUHOINMUH-1-0Ha;

6-Xnop-2-[5-(2,2,2-TpudTop-3TUnamMmumHo)-npuauH-3-nnl-3,4-gurngpo-2H-
M30XUHONMNWH-1-0Ha;

6-Xnop-2-(5-mopdonuH-4-nn-nupnanH-3-un)-3,4-aurng po-2H-n3oxmHonuH-1-
OH3;

N-[5-(6-Xnop-1-okco-3,4-aurnapo- 1H-n3aoxuHoNuH-2-1n)-nupuanH-3-mnj-
nponuoHamMnaa;

6-Xnop-2-{5-[(2-meTnn-2H-nnpason-3-unmeTunn)-ammHo]-nnpuanH-3-un}-3,4-
Arnapo-2H-n3oxXmMHONMH-1-0Ha;

2-[5-(6-Xnop-1-okco-3,4-anrnapo-1H-n3oXMHONNH-2-1n)-NUPULnNH-3-MNammnHo)-

2-METUN-NPOMNMOHOBOW KUCTOTbI;
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6-Xnop-2-{5-[(1-meTnn-1H-umungason-4-nnmeTnn)-aMmHo-NMpuanH-3-nn}-3,4-
aurngpo-2H-n3oxnHonuH-1-oHa;

6-Xnop-2-[5-(1H-nupaszon-4-un)-nupuaunH-3-unj-3,4-aurng po-2H-n3oxmHonmH-1-
OHa;

6-Xnop-2-[5-(3,5-anmeTnn-mnsokcason-4-un)-nnpugnH-3-unl-3,4-gurngpo-2H-
M30XUHONMNWH-1-0Ha;

6-Xnop-2-[5-(3-prop-beHun)-nnupnanH-3-unl-3,4-aurna po-2H-n3oxmHoNuH-1-
OHa;

6-Xnop-2-[5-(3,4-gudptop-deHun)-nupnamnn- 3-unj-3,4-aurnapo-2H-n3oxXuHonmH-
1-0Ha;

6-Xnop-2-[5-(3,5-audTtop-deHun)-nnpuamnn-3-unj-3,4-amrnapo-2H-n3oxmHonmH-
1-0Ha;

6-Xnop-2-[5-(3-xnop-tennn)-nnpuaun-3-unl-3,4-aurnapo-2H-n3oxXMHoONnH-1-
OH3;

6-Xnop-2-[5-(2,5-andTop-deHun)-nupnamnn-3-unj-3,4-aurnapo-2H-n3oxXnHonmH-
1-0Ha;

6-Xnop-2-[5-(3-TpudtopmeTnn-eHnn)-nnpnaunH-3-nnl-3,4-gurngpo-2H-
N30XUHONMWH-1-0Ha;

6-Xnop-2-[5-(3-TpucdTopmeToKCH-PeHun)-NnnpunanH-3-un]-3,4-gurng po-2H-
N30XUHOMNWH-1-0Ha;

6-Xnop-2-[5-(2-meTun-2H-nupason-3-un)-nupmngunH-3-unj-3,4-gurngpo-2H-
M30XUHONMWH-1-0Ha;

6-Xnop-2-[5-(1-meTtun-1H-nupason-4-un)-nupungunH-3-unj-3,4-gurngpo-2H-
U3OXVMHOIMMWH-1-0Ha;

6-Xnop-2-[5-(4-xnop-3-prop-heHun)-nnpuaun-3-unl-3,4-gurngpo-2H-
M30XUHONMWH-1-0Ha;

6-Xnop-2-[5-(3,4-gunxnop-deHnn)-npuanH-3-nnj-3,4-aurng po-2H-n3oxXmHonmH-
1-0Ha;

6-Xnop-2-[5-(2-TpudTopmeTnn-heHnn)-nnpnanH-3-nnl-3,4-aurngpo-2H-
U3OXMHONWH-1-0Ha,;

6-Xnop-2-(5-nsokcason-4-nn-nmpunamnn-3-un)-3,4-gurnapo-2H-n3oxmHonmH-1-
OHa;

6-Xnop-2-[5-(1-meTtun-1H-ummaason-2-un)-nnpuamnn-3-unl-3,4-gurnapo-2H-

M30XUHONMNWH-1-0Ha;

-22 -



035454

6-Xnop-2-[5-(2,4-aumeTtun-2H-nnpason-3-un)-nnpmanH-3-un}-3,4-aurng po-2H-
U30XMHOMNWH-1-0H3;

5-[5-(6-Xnop-1-okco-3,4-aurnapo-1H-n3oxmHonmH-2-un)-nupmnanH-3-munj-1-
meTun-1H-nnpason-4-kap6oHuTpuna;

N-[5-(6-Xnop-1-okco-3,4-anrnapo- 1H-n3oxXmHonNuH-2-1n)-nupuAaAnH-3-unj-
usobyTupamuaa;

LinknonponaHkap6oHoBow KNCNOTbI [5-(6-xnop-1-okco-3,4-guruapo-1H-
V3OXUHOMNWH-2-1N)-NUpUANnH-3-unj-ammaa;

N-[5-(6-Xnop-1-okco-3,4-aurnapo- 1H-n3oxXnHonuH-2-un)-nupunanH-3-nnj-4-
dpTop-6eHzamnaa;

1-[5-(6-Xnop-1-okco-3,4-aurng po-1H-n3oxXuHonnH-2-mn)-nupuanH-3-mnj-3-
LIMKMOreKCUn-MoYEeBIHbI;

1-[5-(6-Xnop-1-okco-3,4-aurng po-1H-n3oxmHonmH-2-un)-nnpuanH-3-unj-3-(3-
TpudTOPMETUN-EHNUI)-MOYEBUHEI,

6-Xnop-2-(5-ruapokcn-nupuamnH-3-mn)-3,4-4urnapo-2H-n3oXnMHonNunH-1-oHa;

2-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-n30xXnHonnH-2-1n)-NnupuanH-3-unokcul-
ayetamnaa;

2-[5-(6-Xnop-1-okco-3,4-aunrnapo-1H-n3oxuHonuH-2-mn)-npugnH-3-nnokcu]-N-
MeTum-aueTamnaa;

[5-(6-Xnop-1-okco-3,4-aurngpo- 1H-n30XMHONNH-2-Un)-NNPULNH-3-Unokcu]-
YKCYCHOW KWCIIOTbI METUIIOBOrO 3h1pa;

2-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-n3oxXnHonuH-2-1n)-NnupuanH- 3-unokcul-
N,N-gnmetun-ayetamunaa;

6-Xnop-2-(5-heHmnammHome Tun-npuanH-3-un)-3,4-anrngpo-2H-n3oxXMHoONnH-
1-0Ha;

6-Xnop-2-{5-[(4-pTop-deHunammHo)-meTnnl-nupnanH-3-mn}-3,4-aurng po-2H-
M30XUHONMWH-1-0HA;

6-Xnop-2-{5-[(3-pTop-beHunammHo)-meTnnl-nupnaunH-3-mn}-3,4-aurng po-2H-
M30XUHONMWH-1-0HA;

6-Xnop-2-{5-[(4-xnop-dheHnnammHo)-metTnnl-nupungunH-3-un}-3,4-aurngpo-2H-
M30XUHOMNWH-1-0HA;

6-Xnop-2-{5-[(3-xnop-dpeHnnammHo)-metun]-nnpmaunH-3-un}-3,4-gurngpo-2H-

N30XUHONWH-1-0HA;
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6-Xnop-2-{5-[(1H-nnpason-3-nnammHo)-meTun]-nnpuaunH-3-un}-3,4-gurnapo-
2H-N30XNHOMNH-1-0Ha;
6-Xnop-2-[5-(2-mopdonuH-4-un-2-okco-aTun)-nupuaunH-3-unl-3,4-aurng po-2H-
M3OXUHONMWH-1-0Ha;
2-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-n30xmHonuH-2-un)-nnpnanH-3-unj-N-(2-
TMAPOKCU-3TWI)-aLeTamMmmaa;
6-Xnop-2-[5-(1-meTnnammHo-sTn)-nupuaunH-3-nnl-3,4-gurngpo-2H-
W30XMHOMNWH-1-0Ha;
6-Xnop-2-[5-(1-aumeTnnamunHo-aTnn)-npuamnH-3-unj-3,4-gurugpo-2H-
M30OXUHOMWH-1-0Ha;
6-Xnop-2-[5-(1-metun-1H-ummngason-2-kapOoHun)-npngnH-3-unj-3,4-gurnapo-
2H-N30XMHONMNH-1-0Ha;
6-Xnop-2-[5-(4-metnn-4H-[1,2,4]rpnason-3-unmetun)-nupugnH-3-unj-3,4-
anrngpo-2H-1m3oxnHonmnH-1-oHa;
6-Xnop-2-[5-(1-[1,2,3]Tpnason-2-un-atun)-nupnanH-3-nnl-3,4-gurngpo-2H-
WN3OXMHONMWUH-1-0Ha;
6-Xnop-2-[5-(1-umngason-1-un-atvn)-nupuamnn-3-unj-3,4-aurng po-2H-
M30OXUHONMWH-1-0Ha;
6-Xnop-2-[5-(1-nupason-1-un-atnn)-nnpmuamH-3-un]-3,4-aurngpo-2H-
MU3OXMHONMUH-1-0Ha;
6-Xnop-2-{5-[1-(okcason-2-nnammHo)-aTnn]-nupuaunH-3-un}-3,4-aurnapo-2H-
U30XMHOMNWH-1-0Ha;
6-Xnop-2-[5-(1-[1,2,4]rpuason-1-nn-atun)-nupnamn-3-nnj-3,4-gurngpo-2H-
M3OXUHONMWH-1-0Ha;
6-Xnop-2-{5-[1-(2-okco-nmpponuauH-1-un)-atun}-nnpmuanH-3-un}-3,4-4urngpo-
2H-N30XMHONMNH-1-0Ha;
6-Xnop-2-{5-[1-(2-okco-okcasonuamnH-3-un)-aTnnl-nnpuanH-3-un}-3,4-4urngpo-
2H-130XNHONUH-1-0H3;
N-{1-[5-(6-Xnop-1-0kco-3,4-aurngpo- 1H-n3aoxmHoNnH-2-1n)-NnpuanH-3-unj-
3TUM}-MEeTaHCynbpoHaMmAa,;
6-Xnop-2-{5-[1-(3-cbTOp-PeHnNamMmHo)-aTun]-nupnaunH-3-un}-3,4-aurnapo-2H-
MU3OXMHONMUH-1-0Ha;
6-Xnop-2-[5-(1-beHunammHo-aTnn)-NnpuanH-3-unj-3,4-aurnapo-2H-

M3OXMHONMUH-1-0Ha;
6-Xnop-2-(5-meTaHcynbPuHUN-NUpuAnH-3-1n)-3,4-aurng po-2H-n3oxXmHonuH-1-

OHa;
6-Xnop-2-[4-(4-meTnn-nunepasmn-1-unmeTnn)-nupnanH-3-munl-3,4-gurngpo-2H-

N30XUHOMNWH-1-0Ha;
1 uX (hapMarieBTHIECKH MTPUEMIIEMbIEC COJIH.

_24 -



035454

Konkpertnsie nmpumeps! coenuHeHni Gopmyisl (I), pacKpBITHIX B HACTOSIIIEM H300pPETECHNH, TaKKe BEIOpa-
HBI U3 CIEAYIOIUX COCTUHEHUIL:

5-Xnop-3,3-aumetmn-2-[5-(1-metun- 1H-nnupason-4-unmeTun)-nupuaunH-3-mnl-
2,3-4Urngpo-n3onHaon-1-oHa;
5-Xnop-2-(5-gncTopMeTOKCU-NNPUANH-3-1n)-3-3Tun-2, 3-aurng po-nsomnHaon-1-
OHa;
5-Xnop-3-atun-2-[5-(1-rnapokcn-aTnn)-nnpuaunH-3-unl-2,3- 4aurnapo-n3onHaon-
1-0Ha;
5-Xnop-2-(4-xnop-nupunanH-3-un)-3-atun-2, 3- gurnapo-m3onHgon- 1-oxa;
5-Xnop-2-(4-xnop-nupunanH-3-un)-3, 3-auMeTun-2, 3-Aurng po-n3onHaon-1-onHa;
6-Xnop-5'-HuTpo-3,4-anrnapo-[2,4'1AMN30XMHONMHUIT-1-OHZ,;
6-Xnop-8'-HnTpo-3,4-a4urngpo-[2,4'1AMM30XUHONUHUI-1-0Ha;
8'-AMUHO-6-xnop-3,4-a4Mrnapo-[2,4'1ann3oxXmHonMHnN-1-oHa;
STaHcynboHOBON KMCMOTbI (6-xnop-1-okco-3,4-gurngpo-1F
[2,4'lanmn3oxmHoNUHUN-8'-1n)-aMmnaa;
6'-Xnop-2'-(5-pTopnunpuamnH-3-un)cnmpo[uyunknonponan-1,1'-nsomnHgon]-3'(2'H)-
OHa;
6'-Xnop-2'-[5-(andTopmeTokcn)nnpruamH-3-unjcnupolymknonponax-1,1'-
nsonHaon]-3'(2'H)-oHa;
2-Xnop-6-(5-prop-nmpuanH-3-un)-7,7-4umetnn-6, 7-aurugpo-nupponol3,4-
blnnpnamnH-5-oHa;
2-Xnop-6-(5-anpTopmMeToKCH-NMpuanH-3-un)-7,7-auMeTn-6, 7-aurng po-
nuppono[3,4-bjnnpnanH-5-oHa;
6-(5-OTOop-NUPUANH-3-1N)-2-METOKCU-7, 7-AUMeTUN-6, 7-aurngpo-nppono[3,4-
blnnpnanH-5-oHa;
6-(5-AudTopmeToKCU-NNPULNH-3-1Un)-2-METOKCK-7, 7-ANMeTUN-6, 7-4urnapo-
nuppono[3,4-bjnnpnanH-5-oxa;

6'-Xnop-2'-(nupnanH-3-nn)cnupo[ymknonponatx-1,1'-nsonHgonl-3'(2'H)-oHa;
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5-Xnop-3-ymknonponun-2-(5-pTop-nnpnamnH-3-un)-2,3-4urngpo-n3onHgon-1-
OHa;

2-Xnop-7,7-aumMeTnn-6-npnaunH-3-un-6, 7-gurnapo-nuppono[3,4-bjnnpmuamnH-5-
OHa;

2-3T0KCK-6-(5-pTOpP-NNPUANH-3-1n)-7,7-gumeTnn-6, 7-gurngpo-nmpponol[3,4-
blnnpnanH-5-ona;

2-MeToKkeun-7,7-aumMeTun-6-nnpuamnH-3-un-6, 7-aurngpo-nnppono[3,4-
blnnpnanH-5-ona;

5-Xnop-3-ynknonponun-2-nupunanH-3-mn-2,3-4urngpo-n3onHaon- 1-oxa;

5-Xnop-3-yuknonponun-2-(5-4ndTopmMeTOKCU-NMpUAnH-3-1n)-2,3-aurngpo-
M30omnHAoN-1-0Ha;

6-(5-AndTopmeToKCU-NUPUANH-3-1n)-2-3ToKCKU- 7, 7-4UMEeTUN-6, 7- Aurnapo-
nuppono[3,4-blnupnann-5-ona;

5-Xnop-2-(5-usonponokcu-nupuamnH-3-un)-3,3-gumeTnn-2, 3-4urnapo-n3onHaon-
1-0Ha;

6'-Xnop-2'-(4-xnopnupuaunH-3-un)cnnpolyuknonponax-1,1'-usonHgon]-3'(2'H)-
OHa;

5-Xnop-2-(5-4nknonponokcu-nupuant-3-un)-3, 3-aumetnn-2, 3-4urnapo-
M3omnHaon-1-oHa;

(S vnn R)-6-Xnop-3-3tun-2-(5-dpTop-nupuant-3-un)-2,3-aurngpo-nsonHgon-1-

OHa;

(R wnmn 8)-6-Xnop-3-atnn-2-(5-prop-nmpugnH-3-nn)-2,3-4urnapo-m3omHaon-1-
OHa;

(R vnn S)-5-Xnop-3-atun-2-(5-cpTop-nupnani-3-un)-2,3-4urngpo-nsonHaon-1-
OHa;

(S vnn R)-5-Xnop-3-atun-2-(5-cbTop-nupuanH-3-un)-2,3-gurug po-nsonHaon-1-
OHa;

2-(8-AMKWHO-5,6,7,8-TeTparnapo-n3oxmHonuH-4-un)-5-xnop-2, 3-aurngpo-
M3ouHAON-1-0Ha;

N-[(R vnun S)-4-((R vnun S)-5-Xnop-1-311n-3-0kco-1,3-41Mrnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxXmHONuH-8-unl-nponoHamunaa,

N-[(R vnun S)-4-((S nnu R)-5-Xnop-1-311n-3-0kco-1,3-41Mrnapo-n3onnaon-2-un)-

5,6,7,8-TeTparnapo-n3oxmHonuH-8-unl-nponoHamuaa,
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N-[(R unu S)-4-(5-Xnop-1-okco-1,3-aurnapo-nsonHaon-2-un)-5,6,7,8-
TeTparngpo-m3oxXMHoONMH-8-nnl-nponnoHamMmaa,;

OT1aHcynbdoHoBOW KMCNOTbl  [4-(5-xnop-1-okco-1,3-a4Mrnapo-m3onHLon-2-un)-
5,6,7,8-TeTparnipo-m3oxXmHoONMH-8-nnl-ammnaa;

OtaHcynbdoHoBor  kucnotel  [(R wnm  S)-4-(5-xnop-1-okco-1,3-guruapo-
M30ouHA0on-2-1n)-5,6,7,8-TeTparni po-m3oxXMHONMH-8-unl-ammaa;

OTtaHcynbgoHoBo  kucnotel  [(S  wnm  R)-4-(5-xnop-1-okco-1,3-gurnapo-
n3onHaon-2-un)-5,6,7,8-teTparnapo-n3oxXMHoNuH-8-unl-amnaa;

N-[(S wnu R)-4-(5-Xnop-1-okco-1,3-aurngpo-n3onHgon-2-un)-6,7-gurugpo-5H-
[2lnupunauvn-7-unj-ayetamunag;

N-[(R wnn S)-4-(5-Xnop-1-okco-1,3-a1rngpo-nu3onHgon-2-un)-6,7-gurugpo-5H-
[2lnnpuavk-7-nnl-auetamuaa;

N-((R mnu S)-6-Xnop-1-okco-3,4,5',6',7',8"-rekcarnapo-1H-
[2,4'|anm3oxnHonnHUn-8'-un)-ayetamuaa,

N-((S mnun R)-6-Xnop-1-okco-3,4,5',6',7',8"-rekcarmgpo-1H-
[2,4'lanmsoxvHonnHun-8'-un)-ayetamuaa,

N-[(S unu R)-4-(5-Xnop-1-okco-1,3-aurngpo-nsouHgon-2-un)-5,6,7,8-
TETParnapo-M3oXUHONMH-8-nnl-ayetammaa;

N-[(R unm S)-4-(5-Xnop-1-okco-1,3-aurnapo-nsonHgon-2-un)-5,6,7,8-
TETparngpo-n3oxXMHONNH-8-unj-ayetammnia,

N-((S unm R)-6-Xnop-1-okco-3,4,5',6',7',8"-rekcarnapo-1H-
[2,4'1aMnM30XMHONNHUA-8'-UN)-MeTaHCynbPoHaMAa;

N-((R mnu S)-6-Xnop-1-okco-3,4,5',6',7',8"-rekcarnapo-1H-
[2,4'1ann30XMHONNHUN-8'-UN)-MeTaHCynbPoHaMnAa;

N-[(S unu R)-4-(5-Xnop-1-okco-1,3-aurnapo-n3onHaon-2-un)-5,6,7,8-
TEeTparngpo-m3oxXMHONMH-8-un]-MmeTaHcynbMoHaMuaa;

N-[(R mnm S)-4-(5-Xnop-1-okco-1,3-aurngpo-nsounHgon-2-un)-5,6,7,8-
TeTparnipo-m3oXMHONMH-8-unl-MeTaHcynbMoHaMuaa;

N-((R mnu S)-6-Xnop-1-okco-3,4,5',6',7',8'-rekcarngpo-1H-
[2,4'1ann30XMHONNHUN-8'-UN)-NponnMoHamMnaa;

N-((S unu R)-6-Xnop-1-okco-3,4,5',6',7',8"-rekcarmagpo-1H-
[2,4"lanmn3oxmHonnHUN-8'-mn)-nNponMoHaMmua a;

N-[(S unm R)-4-(6-Xnop-1-okco-3,4-aurnapo-1H-n3oxmHonuH-2-un)-6,7-

Anrnapo-5H-[2]nnpuanH-7-nnj-metaHcynboHammnaa,;
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N-[(R unu S)-4-(6-Xnop-1-okco-3,4-aurnapo-1H-n3oxmHonmH-2-un)-6,7-
avrnapo-5H-[2lnnpnannH-7-un]-metaHcynsdoHamuaa,

N-[(R unu S)-4-(6-Xnop-1-okco-3,4-anrnapo-1H-n3oxmHonmH-2-un)-6,7-
avrnapo-5H-[2nupnanH-7-unj-adetammnaa,

N-[(S unu R)-4-(6-Xnop-1-okco-3,4-aurngpo-1H-n3oxmHonunH-2-un)-6,7-
aurnapo-5H-[2lnnpnavH-7-unl-ayetamunga;

N-[(R wnn 8)-4-(5-Xnop-1-okco-1,3-AnrMapo-n3onHaon-2-un)-6, 7-aurngpo-5H-
[2lnnpnanH-7-un}-metancynbdoHamMuaa;

N-[(S wnn R)-4-(5-Xnop-1-okco-1,3-AUrMapo-n3onHaon-2-un)-6,7-aurngpo-5H-
[2lnnpnanH-7-un}-metancynbdoHamMuaa;

OraHcynboHoBo  kucnotel  [(R wnm  S)-4-(5-xnop-1-okco-1,3-aurugpo-
n3ounHgon-2-un)-6,7-aurngpo-SH-[2lnnpnanH-7-unj-amnga;

OraHcynbdoHoBoW  kucnotel  [(S  wnm  R)-4-(5-xmop-1-okco-1,3-auruapo-
M3ouHgon-2-un)-6,7-aurngpo-SH-[2lnnpnanH-7-unj-ammnga;

N-[(S nnn R)-4-(5-Xnop-1-okco-1,3-anrugpo-usonHaon-2-un)-6,7-auruapo-5H-
[2lnnpnanH-7-unj-nponnoHammaa,;

N-[(R wnn S)-4-(5-Xnop-1-okco-1,3-aurugpo-usonHaon-2-un)-6,7-aurnapo-5H-
[2lnnpnanH-7-unj-nponnoHammaa,;

5-Xnop-2-((S wnu R)-8-rugpokcu-5,6,7,8-TeTparngpo-n3oxuHonmH-4-un)-2,3-
AUrnapo-n3onHaon-1-oxa;

5-Xnop-2-(R wnn  S)-8-rugpokcu-5,6,7,8-TeTparngpo-n3oxmHonuH-4-un)-2,3-
AUrnapo-m3onHaon-1-oxa;

N-[(S nnu R)-4-((R unu S)-5-Xnop-3-atun-1-okco-1,3-gurngpo-nsonHaon-2-mn)-
6, 7-aurngpo-5H-[2]nnpnamnnH-7-unl-ayetammaa;

N-[(R unn S)-4-((S nnu R)-5-Xnop-3-atun-1-okco-1,3-gurngpo-nsonHaon-2-mn)-
6,7-aurngpo-5H-[2]nnpnamnnH-7-unl-ayetammaa,;

N-[(R wnn S)-4-((R unun S)-5-Xnop-3-atun-1-okco-1,3-a1rna po-nsonHgon-2-mn)-
6, 7-aurngpo-5H-[2]nnpnamnnH-7-unl-ayetammaa;

N-[(S nnu R)-4-((S nnn R)-5-Xnop-3-aTtun-1-okco-1,3-a41rnapo-ns3onHaon-2-unn)-
6, 7-gurngpo-5H-[2]nnpmamnnH-7-unl-ayetammaa;

N-[4-(5-Xnop-3-3tun-1-okco-1,3-aurngpo-msonHaon-2-nn)-5,6,7,8-tetparngpo-
MN3OXUHONWH-8-nN]-MeTaHCcynboHammaa,;

N-[(R wnn S)-4-((R unmu S)-5-Xnop-3-31un-1-0kco-1,3-a1rng po-n3onHaon-2-mr)-

5,6,7,8-TeTparnapo-n3oxXmHONUH-8-unj-meTaHcyneoHamMmnaa;
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N-[(S nnu R)-4-((S nnu R)-5-Xnop-3-atun-1-okco-1,3-a1rna po-n3onHgon-2-mn)-
5,6,7,8-TeTparnapo-n3oxXmHoOnNuH-8-unj-metaHcyneoHamMnaa;

N-[(S nnu R)-4-((R unun S)-5-Xnop-3-atun-1-okco-1,3-a1rnapo-nsonHgon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHoOnuH-8-unj-metaHcyneoHamMnaa;

N-[(R wnn S)-4-((S nnn R)-5-Xnop-3-3T1un-1-okco-1,3-a1rnapo-n3onHaon-2-unn)-
5,6,7,8-TeTparngpo-m3oxXMHONNH-8-Unj-meTaHcynbPoHaM1Aa;

N-[(S nnu R)-4-((S nnn R)-5-Xnop-3-aT1un-1-okco-1,3-a1rnapo-n3onHaon-2-unn)-
5,6,7,8-TeTparnapo-n3oxXmHONUH-8-un]-nponnoHamMmaa;

N-[(S nnu R)-4-((R unu S)-5-Xnop-3-3T1un-1-okco-1,3-a1rngpo-n3onHaon-2-unn)-
5,6,7,8-TeTparnapo-n3oxXmHONUH-8-Un]-nponnoHamMmaa,;

N-[(R wnn S)-4-((S unu R)-5-Xnop-3-31un-1-0kco-1,3-a1rng po-n3onHaon-2-mr)-
5,6,7,8-TeTparnapo-n3oxXmHONMH-8-un]-nponnoHamMuaa,;

N-[(R wnn S)-4-((R unu S)-5-Xnop-3-31un-1-0kco-1,3-a1rng po-n3onHaon-2-mr)-
5,6,7,8-TeTparnapo-n3oxXmHONUH-8-un]-nponnoHamMuaa,;

N-[(S nnu R)-4-((R unu S)-5-Xnop-3-31un-1-0kco-1,3-a1rng po-n3onHaon-2-mr)-
5,6,7,8-TeTparngpo-n3oxXmHoONuH-8-unj-ayetammaa;

N-[(S nnu R)-4-((S nnu R)-5-Xnop-3-31un-1-okco-1,3-a1rngpo-n3onHaon-2-mr)-
5,6,7,8-TeTparngpo-n3oxXmHoOnNuH-8-unj-ayetammaa;

N-[(R wnn S)-4-((S nnu R)-5-Xnop-3-31un-1-okco-1,3-a1rnapo-n3onHaon-2-mr)-
5,6,7,8-TeTparnapo-n3oxXmHonuH-8-unj-ayetammaa;

N-[(R wnn S)-4-((R unu S)-5-Xnop-3-atun-1-okco-1,3-gurngpo-nsonHaon-2-mrn)-
5,6,7,8-TeTparnapo-n3oxXmHonuH-8-unj-ayetammaa;

N-[(R unn S)-4-((S wvnu R)-5-Xnop-3-meTnn-1-okco-1,3-aurugpo-usonHaon-2-
un)-5,6,7,8-TeTparngpo-n3oxmHonnH-8-unl-nponnoHaMmuaa;

N-[(S unu R)-4-((R unu S)-5-Xnop-3-meTnn-1-okco-1,3-aurugpo-unsonHaon-2-
1n)-5,6,7,8-TeTparngpo-n3oxmHonmH-8-unl-nponnoHaMmuaa;

N-[(R vnn S)-4-((R unn S)-5-Xnop-3-meTnn-1-okco-1,3-4urnapo-n3onHaon-2-
un)-5,6,7,8-TeTparnapo-u3oxXmHonuH-8-nnjl-nponMoHaMmmaa;

N-[(S wnn R)-4-((S vnn R)-5-Xnop-3-meTnn-1-okco-1,3-Anrngpo-m3onHaon-2-
un)-5,6,7,8-TeTparngpo-n3oxXmHONMH-8-1nl-nponMoHaMuaa;

N-[(S wnn R)-4-((R wnmn 8)-5-Xnop-3-metnn-1-okco-1,3-Anrnapo-m3onHaon-2-
un)-5,6,7,8-TeTparngpo-n3oxXmHonmH-8-unl-auetamuaa;

N-[(R vnn 8)-4-((R unn S)-5-Xnop-3-meTtnn-1-okco-1,3-aurugpo-usonHaon-2-

un)-5,6,7,8-TeTparngpo-n3oxXmHonmH-8-unl-auetamuaa,;
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N-[(S wnu R)-4-((S nnm R)-5-Xnop-3-meTtun-1-okco-1,3-a4Mrnapo-n3onHaon-2-
un)-5,6,7,8-TeTparngpo-n3oxXmMHoOnNnH-8-unjl-ayetamma;

N-[(R vnn S)-4-((S nnn R)-5-Xnop-3-meTtun-1-okco-1,3-a41rnapo-nsonHgon-2-
un)-5,6,7,8-TeTparngpo-n3oxXMHONuH-8-unjl-ayetammaa,;

N-[(S nnu R)-4-((R unn S)-5-Xnop-3-31un-1-okco-1,3-aurnapo-m3onmHaon-2-un)-
6,7-purngpo-SH-[2lnupngnH-7-nnj-meTaHcyneoHammnaa;

N-[(R wnn S)-4-((S nnu R)-5-Xnop-3-3tun-1-okco-1,3-aurnapo-msonHgon-2-mn)-
6,7-aurngpo-5H-[2]nnpuanH-7-unl-metaHcyneoHammnaa;

N-[(R wnn S)-4-((R unu S)-5-Xnop-3-31un-1-okco-1,3-4UrMapo-n3onHaon-2-un)-
6,7-gurngpo-SH-[2InupngnH-7-nnj-meTaHcynboHammnaa;

N-[(S nnu R)-4-((S nnu R)-5-Xnop-3-3tun-1-okco-1,3-aurnapo-m3onmHgon-2-mn)-
6,7-gurnapo-5H-[2lnupngnH-7-nnj-meTaHcynegoHammnaa;

N-[(S wmm R)-4-((S wnm R)-5-Xnop-3-ymknonponun-1-okco-1,3-gurnapo-
nsounHaon-2-un)-5,6,7,8-tetTparnapo-n3oxXmHonuH-8-unl-ayetammaa,

N-[(R wnm  S8)-4-(R wnm  S)-5-Xnop-3-uuknonponun-1-okco-1,3-aurngpo-
nsounHaon-2-un)-5,6,7,8-tetTparnapo-n3oxXmHonuH-8-unl-ayetammaa;

N-[(S wmm R)-4-(R wnmu  S)-5-Xnop-3-ymknonponun-1-okco-1,3-gurnapo-
n3omnHaon-2-un)-5,6,7,8-teTparnapo-m3oxmHonuH-8-unl-auetamuaa;

N-[(R wnm  S)-4-(S wnm R)-5-Xnop-3-uuknonponun-1-okco-1,3-anrngpo-
nsounHaon-2-un)-5,6,7,8-tetTparnapo-n3oxXmHonuH-8-unl-ayetammaa;

N-[(R vnn S)-4-((S nnn R)-5-Xnop-3-meTun-1-okco-1,3-4Mrnapo-nsonHgon-2-
1n)-6,7-gurngpo-5H-[2]nnpuanH-7-unl-nponnoHammnaa;

N-[(R vmm S)-4-((R wnn S)-5-Xnop-3-metun-1-okco-1,3-a4Mrmapo-nsonHaon-2-
un)-6,7-aurnapo-5H-[2nmpuamnn-7-unl-nponuoHammnga;

N-[(S unu R)-4-((R wnn S)-5-Xnop-3-meTtun-1-okco-1,3-a4Mrnapo-nsonHgon-2-
un)-6,7-gurngpo-5H-[2]nnpuanH-7-unl-nponnoHammnaa;

N-[(S wnn R)-4-((S nnm R)-5-Xnop-3-meTtun-1-okco-1,3-a4Mrnapo-nsonHaon-2-
un)-6,7-aurnapo-5H-[2]nmpnamnn-7-unl-nponuoHammnga;

5-Xnop-3,3-aumetnn-2-(5-nnpason-1-unmeTun-nmpuamnn-3-un)-2,3-4urnapo-
M30MHAON-1-0Ha;

2-[5-(3-AmuHo-nupason-1-mnmetTn)-npuamnH-3-unl-5-xnop-3,3-gumeTun-2, 3-
LWrngpo-m3onHaon-1-oHa;

5-Xnop-3,3-aumetunn-2-{5-[(1H-nupaszon-3-unamuHo)-metTnnj-nupunanH-3-mn}-

2,3-aurngpo-m3onHaon-1-oHa,;
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2-[5-(3-AmMuHO-Nnpason-1-unMeTun)-npuanH-3-unl-6-xnop-3,4-aurngpo-2H-
MU3OXUHONMH-1-0Ha;

2-Xnop-7,7-gumeTtnn-6-{5-[(1H-nnpason-3-unammHo)-meTnn}-nupuamnH-3-un}-
6,7-aurnapo-nuppono[3,4-blnnpuavH-5-onHa;

2-MeTokcu-7,7-gumeTtun-6-{5-[(1H-nmpason-3-unammHo)-metun]-nupmnamH-3-
un}-6,7-aurnapo-nmppono[3,4-blnupnaunH-5-o1a;

2-310KCU-7,7-aunmeTnn-6-{5-[(1H-nmpason-3-unammHo)-MeTun]-NMPUANH-3-1n}-
6,7-purngpo-nuppono[3,4-blnnpuaviH-5-ona;

6'-Xnop-2'-{5-[(1H-nupason-3-unammHo)meTunnupuamH-3-
wn}cnupo[yuknonponax-1,1'-usonHaon]-3'(2'H)-oHa;

OTtaHcynbdoHoBOW  KMCNOTbl  [5-(B-xnop-1,1-aumeTun-3-okco-1,3-anrnapo-
W30WHA0M-2-Ui)-NNPULMH-3-MNnMeTun]-amnaa,

OTaHcynbgoHOBOW  kMCnoTbl  [5-(B-dbTop-1,1-aumeTnn-3-okco-1,3-aurngpo-
WN3OUHAOM-2-UN)-NNPUAWNH-3-UNMeTUn]-ammaa,

OtaHcynbdoHoBOM  Kmcnotbl  [5-(6-umano-1,1-gumeTun-3-okco-1,3-gurnapo-
M30UHAOM-2-UN)-NNPUAWH-3-UNMeTUn]-ammaa,

OtaHcynbdoHoBon knucrnoTel [5-((S unn R)-5-xnop-3-atun-1-okco-1,3-gurngpo-
W30WHA0M-2-Ui)-NNPUANH-3-NNMeTUn]-amnaa,

N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-41rnapo-n3onHaon-2-un)-nupuanH-3-
nnmeTun]-meTaHcynboHaMmna a;

N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-4Mrngpo-n3omHaon-2-nn)-nupungnH-3-
mnmeTun]-N-meTun-metaHcynbpoHamng a;

N-{[5-(6"-PTOp-3'-0KCOCNUMpPO[uMKnonponaH-1,1'-usonHaon]-2'(3'H)-nn)nmpmnamH-
3-nn]metun}ataHcynboHammaa;

N-{[5-(6"-DTOp-3'-0KCOCNMpPO[uMKnonponan-1,1'-usonHaon]-2'(3'H)-nn)nupmnamH-
3-nn]metun}-N-meTunaTaHcynbPoHaMnUAa,;

OTtaHcynbdoHoBOW  KMCNOTbl  [5-(B-xnop-1,1-aumeTun-3-okco-1,3-anrnapo-
W30WHA,0M-2-Ui)-NNPULNH-3-UNMETUN]-MeTUM-aMuaa,;

N-{[5-(6'-Xnop-3'-okcocnupo[uyuknonponax-1,1'-n3onHgon]-2'(3'H)-un)nupnamt-
3-nn]metuninponaHamunza;

N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-4nrnapo-n3onHaon-2-un)-nupuanH-3-
UNMeTUM)-NPoN1oHaMMUAa;

N-[5-(6-®TOp-1,1-anmeTnn-3-okco-1,3-4Urnapo-n3onHLon-2-un)-nMpuanH-3-

WNMETUN]-NPONMOHaMWLa;
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N-[5-((S wnn R)-5-Xnop-3-3tun-1-okco-1,3-a4Urnapo-n3onHaon-2-un)-nmpuaunH-
3-unmetun]-nponuoHammnaa,;

N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-4Urnapo-n3onHaon-2-un)-nupuamnH-3-
mnmetunl-adetamuag;

N-{[5-(5'-dTOp-3'-0okcocnmpo[umknonponan-1,1'-usonHgon]-2'(3'H)-un)nnpmaunt-
3-un]metTnn}metaHcynboHaMmaa;

N-[5-(6-LinaHo-1,1-gumeTnn-3-okco-1,3-4nrngpo-n3onHaon-2-un)-nupuamnH-3-
vnMmeTun}-metaHcynboHamuaa;

N-[5-(6-PTOpP-1,1-aUMETMN-3-0KCO-1,3-AUrNE PO-U3OUHAON-2-UN)-NUPUIUH-3-
UnMeTun]-MmeTaHcynboHamuna a;

N-{[5-(6'-®Top-3"-okcocnupo[umknonponaH-1,1'-nsonHgon]-2'(3'H)-un)nupmnaunH-
3-unjmetun}meTaHcynbPoHaMNLa;

N-[5-((S wnn R)-5-Xnop-1-3atun-3-okco-1,3-41rngpo-m3onHaon-2-un)-nupuanH-
3-unmetun]-meTaHcynbPoHaMNAa;

N-[5-(5-PTOp-1,1-aUMETMN-3-0KCO-1,3-4UrNE PO-U3OUHAON-2-UN)-NUPUIUH-3-
unMeTun]-MeTaHcynboHamuna a;

N-[5-(R wnun S)-5-Xnop-1-atnn-3-okco-1,3-a41rnapo-m3onHaon-2-un)-nupuamH-
3-unmetun]-meTaHcynbPoHaMNAa;

N-[5-(5-Xnop-1,1-gumeTtnn-3-okco-1,3-4Urnapo-n3onHaon-2-un)-nupuanH-3-
UnMeTun]-mMeTaHcynboHaMuaa;

5-Xnop-2-[5-(1,1-anokco- 1A6-n30TnasonmanH-2-nnmeTun)-nupugnH-3-unl-3,3-
AumeTun-2,3-4Urnapo-n3onHaos-1-oHa,;

5-Xnop-3,3-aumeTun-2-[5-(2-okco-nunepuamnH- 1-unmeTnn)-npunauH-3-unj-2, 3-
AUrngpo-nsomHaon-1-oxa;

5-Xnop-3,3-aumeTun-2-[5-(2-okco-nmnaasonuann-1-mnmetmnn)-nupuanH-3-unj-
2,3-AUrnapo-nsonHgon-1-oxa;

5-Xnop-3,3-aumeTunn-2-[5-(2-okco-okcasonugunH-3-unMmeTun)-nupuanH-3-unj-
2,3-AUrnapo-n3onHgon-1-oxa;

5-Xnop-3,3-aumeTun-2-[5-(2-okco-nnpponuauH- 1-unmetun)-nnpuamd-3-unl-2,3-
OUrnapo-n3ounHaon-1-oHa;

5-Xnop-3,3-gumetnn-2-[5-(3-mMeTun-2-okCo-MMnaasonuanH-1-unmeTun)-
nMpuanH-3-1nl-2,3-a1rmapo-n3onHAon-1-oHa,

5-Xnop-2-[5-(1,1-anokco- 1A6-[1,2]TnasnHan-2-unmeTnn)-nupuamnH-3-unl-3, 3-

AUMeETUN-2,3-ANrnapo-n3onHA0MN-1-0Ha;
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5-Xnop-2-[5-(3-nsonponur-2-okCo-MMnaasonuamH- 1-unmeTun)-nupuanH-3-unj-
3,3-anmeTnn-2,3-4urnapo-m3onHaon-1-o1a;

6-Xnop-2-[5-(1,5-aumetun-1H-nmuaason-4-un)-nnpuann-3-unj-3,4-anrngpo-
2H-130XMHONNH-1-0Ha;

5-Xnop-3,3-gumetnn-2-[5-(2-metnn-2H-nupason-3-un)-nnpugnH-3-unl-2, 3-
AUrnapo-n3onHAon-1-oxHa;

6-Xnop-2-[5-(3-metun- 1H-nupason-4-un)-nupngnH-3-unl-3,4-gurng po-2H-
M30XUHONMNWH-1-0Ha;

6-Xnop-2-[5-(4-metun-2H-nupason-3-un)-nupungnH-3-unl-3,4-gurng po-2H-
M3OXWUHONMNWNH-1-0Ha;

6-Xnop-2-[5-(4-xnop-2-metun-2H-nupason-3-un)-nupuanH-3-unj-3,4-aurng po-
2H-130xmMHONNH-1-0Ha;

6-Xnop-2-[5-(2,5-gumeTun-2H-nupason-3-un)-nnpuanH-3-unl-3,4-gurngpo-2H-
W30XUHONMNH-1-0Ha;

6-Xnop-2-[5-(1,5-gumetnn- 1H-nupason-4-un)-nupngunH-3-nnl-3,4-aurng po-2H-
M30XUHONMWH-1-0Ha;

6-Xnop-2-[4-xnop-5-(2-meTun-2H-nupason-3-un)-nupungnx-3-unj-3,4-aurng po-
2H-n30XMHONWH-1-0HA;

2-Xnop-7,7-gumetnn-6-[5-(2-metnn-2H-nnpason-3-un)-nnpuanH-3-unl-6,7-
avrnapo-nuppono[3,4-blnupngnH-5-onHa;

2-MeTokeu-7,7-gumetnn-6-[5-(2-metnn-2H-nupason-3-un)-nnpuauH-3-unl-6,7-
avrnapo-nuppono[3,4-blnupngnH-5-ona;

5-Xnop-2-[5-(4-xnop-2-meTtun-2H-nupason-3-un)-nupungnH-3-unj-3,3-gumeTun-
2,3-Aurngpo-n3onHaon-1-oxa;

(R vnu S)-5-Xnop-3-3tun-2-[5-(2-metun-2H-nupason-3-un)-nupnaunn-3-unj-2,3-
AUrnMapo-n3onHAon-1-oHa;

(S vnn R)-5-Xnop-3-3tun-2-[5-(2-metun-2H-nupason-3-un)-nupnaun-3-unj-2,3-
AVrnapo-n3onHAon-1-oxHa;

3-Metnn-nnpngnH-2-kapOoHoBon Kucnotel [5-(6-xnop-1,1-aumeTun-3-okco-1,3-
AUrMAPO-UN30MHAOM-2-UN)-NMPUANH-3-UNMETUN]-aMnAa;

3-Xnop-nupuaunH-2-kapboHoBon KWcnoTbl [5-(6-xnop-1,1-aumeTnn-3-okco-1,3-
AUrNapOo-N30oNHAONN-2-UN)-NMUPUANH-3-UNMeTun}-ammnaa;

1-Metun-1H-umngason-2-kapboHoBo  kMcnoTbl  [5-(6-xnop-1,1-gumeTnn-3-

0oKco-1,3-a4Urnapo-n3onHAON-2-Un)-NUPNANH-3-unmeTunl-ammaa;
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2-Xnop-N-[5-(6-xnop-1,1-gumeTtnn-3-okco- 1,3-4Urnapo-n3onHaon-2-un)-
NUPUANH-3-UNTMETUIN]-HUKOTUHaMUAS,
MupnanH-2-kapboHoBOW KUCNoTbI [5-(6-xnop-1,1-gumeTnn-3-okco-1,3-Aurnapo-
W3ONHAOMN-2-1N)-NUPULNH-3-NNMeTUN]-ammnaa;
3-Metnn-3H-umuaason-4-kapboHoBo  KMCnoTbl  [5-(6-xnop-1,1-gumeTnn-3-
oKCo-1,3-4Urnapo-n3oMHAOIN-2-Un)-NUPUANH-3-UnmeTun]-aMmmaa;
N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-aurngpo-n3onHaon-2-mn)-nupungmnH-3-
UNMEeTUmM]-6-MeTUn-HUKOTUHAMUAS,
3-Xnop-N-[5-(6-xnop-1,1-gumeTnn-3-okco- 1,3-4urnapo-n3onHaon-2-un)-
NMUPUANH-3-UNTMETUN]-N30HUKOTUHAMWNAA;
N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-aurngapo-n3onHaon-2-mn)-nupungmnH-3-
UNMETUM]-HUKOTUHaMUAA;
N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-aurngpo-n3onHaomn-2-mn)-nupunanH-3-
UNMETUN]-2-MeTUN-HUKOTMHaMUAZ,
N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-aurngapo-n3onHaomn-2-mn)-nupnanH-3-
UNMeTUn]-4-MeTUN-HUKOTMHaMUAS,
2-[5-(1-AyeTun-nMpponngunH-3-unokcum)-nupunanH-3-unl-5-xnop-3, 3-gumetnn-
2,3-Aurnapo-nu3onHaon-1-on1a;
2-[5-((R)-1-AyeTun-nmpponunaunH-3-unokcm)-nupunamH-3-unl-5-xnop-3,3-
AUMETUN-2,3-4Urngpo-n3onHaon-1-oHa;
2-[5-((S)- 1-AueTnn-nMpponunanH-3-Unokeu)-nupunamn-3-unl-5-xnop-3,3-
AMMETUN-2,3-4UrMAPO-N30MHAOS-1-0Ha;
5-Xnop-3,3-gumeTtnn-2-[5-(1-nponnoHun-npponnanH-3-nnokcu)-nUpuanH-3-
un]-2,3-4urngpo-n3onHaon-1-oxHa;
5-Xnop-2-[5-(1-meTaHcynbOOHNN-NUPPONNAUH-3-UNOKCH)-NNpUanNH-3-un]-3,3-
AMMETUN-2,3-4Urnapo-n3onHAonn-1-oHa;
5-Xnop-2-[5-(1-aTaHcynbOHUN-NNPPONNANH-3-UNOKCK)-NpUanH-3-un]-3,3-
AMMETUN-2,3-4Urnapo-N3onHAO0NN-1-0Ha;
5-Xnop-2-[5-((R)-1-aTaHcynb OHUM-NNP PONUANH-3-UNOKCN)-NMPUANH-3-m1nj-
3,3-aumeTunn-2,3-a4nMrngpo-m3onHAon-1-oHa;
5-Xnop-2-[5-((S)-1-ataHcynbdOHUN-NNPPONUANH-3-UNOoKCK)-MMPUANH-3-un]-3,3-
AUMETUN-2,3-4UrMapo-n3onHAoN-1-0Ha;
2-[5-(1-AyeTun-nunepuamH-4-unokcn)-nupuamnn-3-unl-5-xnop-3, 3-gumeTtun-2, 3-

AVrnapo-n3onHAon-1-oHa;
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2-[5-(1-AyeTun-aseTnguH-3-unoken)-npuant-3-unj-5-xnop-3, 3-gumetnn-2,3-
AUrngpo-n3omHaon-1-oHa;
5-Xnop-3,3-gumeTtun-2-[5-(1-nponuoHnn-aseTmamnH-3-unokcn)-nupungunH-3-mnj-
2,3-Aurngpo-nsonHgon-1-oHa;
5-Xnop-2-[5-(1-meTaHCynbOHUM-a3eTUANH-3-UNOKCU)-NUpUANH-3-un]-3,3-
AUMETUN-2,3-aUrnapo-m3onHaon-1-onHa;
5-Xnop-2-[5-(1-aTaHcyNnbOHUNM-a3eTUANH-3-UNOKCK)-NNPNANH-3-1n]-3, 3-
AMMETUN-2,3-AUrMaAPO-N30oNHAOM-1-0Ha;
5-Xnop-2-[5-((S)-3-ruapokcu-nupponunguH-1-nn)-nupuaun-3-unl-3,3-anmetun-
2,3-Aurngpo-nsomHgon-1-oxa;
2-[5-(4-AyeTun-nunepasuH- 1-un)-nupuanH-3-nnl-5-xnop-3,3-gumeTun-2,3-
AUrngpo-ns3omHaon-1-oHa;
5-Xnop-3,3-gumeTun-2-[5-(4-nponuoHnn-nunepasuH-1-un)-nnpmamH-3-unj-2,3-
OUrnapo-n3onHaon-1-oHa;
5-Xnop-2-[5-(4-meTaHcynboHun-nunepasnH-1-un)-nnpuaun-3-nnj-3,3-
AVUMETUN-2,3-aUrMapo-n3onHAonM-1-0Ha;
5-Xnop-2-[5-(4-ataHcynbhoHnn-nunepasuH- 1-un)-nnpuamnnH-3-unl-3,3-gumetun-
2,3-aurngpo-nsomHgon-1-oHa;
5-Xnop-2-{5-[4-(3-xnop-nnpuaunH-2-kapboHnn)-nunepasuH- 1-unl-nupmngmH-3-
un}-3,3-aumeTun-2,3-4urnapo-n3onHaon-1-oxa;
2-[5-(1-AyeTun-nupponunanH-3-un)-nnpuamnnH-3-nnl-5-xnop-3,3-gumeTun-2,3-
OUrnapo-u3onHaon-1-oHa;
2-(1-Auyetnn-1',2',3',4',5',6'-rekcarngpo-[3,4'16unupmnanHmnn-5-un)-5-xnop-3,3-
AMMETUN-2,3-aUrMapo-n3onHAoM-1-0Ha;
2-[6-(1-AyeTun-nunepuaun-3-un)-nupasmH-2-un]-5-xnop-3,3-gumetmn-2, 3-
AUrngpo-n3omHaon-1-oHa;
5-Xnop-3,3-gumeTun-2-[6-(1-nponnoHnn-nunepuanH-3-un)-nupasvH-2-nnj-2,3-
AUrNgpo-n3omHaon-1-oHa;
5-Xnop-2-[6-(1-aTaHcyNbMOHUM-NUNEPULNH-3-1N)-NUpasnH-2-unl-3,3-gumeTun-
2,3-Aurnapo-nsonHaon-1-oHa;
5-Xnop-2-[6-(1-meTaHCynbPOHUN-NMNepuanH-3-un)-nnupasuvn-2-nnj-3,3-
AUMEeTUN-2,3-aUrnapo-m3onHaon-1-oxHa;
N-[(S wnm  R)-4-(6-Xnop-1,1-aumeTnn-3-okco-1,3-a4Urnapo-m3onHaon-2-un)-
5,6,7,8-TeTparngpo-m3oxXnHonunH-8-unj-ayetammaa;
N-[(R wnn  S)-4-(6-Xnop-1,1-aumeTtun-3-okco-1,3-4Urnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-m3oxXmHoNnH-8-nnj-ayetammaa;
N-[4-(6-Xnop-1,1-aumeTun-3-okco-1,3-aurnapo-mnsonHgon-2-nn)-5,6,7,8-

TeTparnapo-m3oXMHONNH-8-unj-nponuoHammnga,;
1 uX (hapMarieBTHUECKH MTPUEMIIEMBIEC COJIH.
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JlononHuTtensHble KOHKPETHBIE IPUMEPHI coeinHeHui popmyisl (1), packphITEIX B HacTosIEeM H300pe-

TEHHH, BBIOPAHBI U3 CICAYIOIIUX COCTUHCHUI:
6-Xnop-2-nnpuanH-3-nn-3,4-aurngpo-2H-n3oxXnMHonNuH-1-oHa;

6-Xnop-2-(4-xnop-nnpuaunH-3-nn)-3,4-aurngpo-2H-n3oxXmHonmH- 1-oHa;

6-Xnop-2-(5-n3onponokcu-nupuanH-3-un)-3,4-aurna po-2H-n3oxXmHonmnH-1-oHa;

6-Xnop-2-[5-((R)-1-rmgpokcn-atun)-nnpugnH-3-nnl-3,4-aurngpo-2H-
U30XUHOMNMMH-1-0HZ;

6-Xnop-2-(5-4nknonponokCu-NMpuanH-3-un)-3,4-aurna po-2H-n3oxmHonmH-1-
OH3;

2-Metokcu-6-(5-meToken-nnpugnH-3-nn)-7,8-aurngpo-6H-[1,6]Hadb TnpmngnH-5-
OH3;

5-Xnop-3-atnn-2-(5-gprTop-nupnaunn-3-un)-2, 3-4urnapo-n3onHaon- 1-oxHa;

5-Xnop-2-(5-Top-nmpmuanH-3-mn)-3,3-gumetinn-2, 3-4urnapo-m3onHaon- 1-oHa;

5-Xnop-2-(5-audTopmeTokeu-nupnanH-3-un)-3,3-aumetvn-2,3-aurngpo-
Mn3onHgon-1-oHa;

6-Xnop-2-[5-(2-okca-6-a3a-cnnpo[3.4]okT-6-unmeTmn)-nupnanH-3-unl-3,4-
Arnapo-2H-n3oxXMHONUH-1-oHa;

6-Xnop-2-(5-meTokCUMeTUN-NNpuAnH-3-1n)-3,4-aurn g po-2H-n3oxmHonunH-1-
OH3;

6-Xnop-2-[5-(1-meTnn-1H-nupason-4-unmetnn)-nnpuanH-3-unl-3,4-aurnapo-
2H-130XMHONMH-1-0HZ;

6-Xnop-2-{5-[(2-meTun-2H-nupason-3-unmeTtun)-ammHol-nupnaunH-3-un}-3,4-
Arnapo-2H-n3oxXMHONUH-1-oHa;

6-Xnop-2-[5-(2-meTun-2H-nunpason-3-un)-nupngnH-3-unl-3,4-amurnapo-2H-
N30XUHOMNWH-1-0HA;

6-Xnop-2-{5-[(1H-nupa3on-3-unammHo)-meTun]-nupuamnH-3-nn}-3,4-4urna po-

2H-130X1HONWH-1-0HE;
1 uX (hapMarieBTHUECKH MTPUEMIIEMbIEC COJIH.
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JlomomHUTEIbHBIE KOHKPETHBIC MPUMEPHI coeqHEHUH (opmyisl (I), pacKpHITEIX B HACTOSIIEM H300peTe-
HUH, TAKKE BBIOPAHBI U3 CICAYIOMIUX COCTUHCHUI:
(R vnn S)-5-Xnop-3-3tun-2-(5-dTop-nupnanH-3-un)-2, 3-aurnapo-n3onHaon-1-

OHa3;

(S nnn R)-5-Xnop-3-3tun-2-(5-dTop-nupnanH-3-un)-2,3-aurnapo-n3onHaon-1-
OHa;

N-[(R nnun S)-4-((R wnu S)-5-Xnop-3-3tun-1-okco-1,3-AUrnapo-n3onHaon-2-mn)-
5,6,7,8-TeTparngpo-n3oxmHonuH-8-nnj-auetammaa;

N-[(R wnu S)-4-((S unn R)-5-Xnop-3-metun-1-okco-1,3-gurngpo-m3onHgon-2-
un)-5,6,7,8-TeTparngpo-n3oxXMHONNH-8-Ur]-nponMoHamnaa;

N-[(R nnu S)-4-((S nnu R)-5-Xnop-3-meTtun-1-okco-1,3-aurnapo-m3onHaon-2-
un)-5,6,7,8-TeTparngpo-n3oxmHonNunH-8-munj-auetammnaa;

N-[(R nnu S)-4-((S nnm R)-5-Xnop-3-3tun-1-okco-1,3-4Urnapo-n3onHaon-2-mn)-
6,7-pnrngpo-5H-[2]nnpnanH-7-nn]-metaHcynboHamuaa;

N-[(R nmu S)-4-(R wnn S)-5-Xnop-3-metun-1-okco-1,3-aurnapo-m3ouHaon-2-
un)-6,7-aurngpo-5H-[2]nnpuanH-7-nnj-nponuoHamuaa;

N-[(S unu R)-4-((R wnn S)-5-Xnop-3-metun-1-okco-1,3-aurnapo-m3onHaon-2-
nn)-8,7-aurngpo-5H-[2InmpugnH-7-nnj-nponuoHamuaa;

5-Xnop-3,3-gumeTtun-2-{5-[(1H-nnpason-3-nnammHo)-meTnnl-nnpnanH-3-un}-
2,3-4Urnapo-n3onHaon-1-oxHa;

6'-Xnop-2'-{5-[(1H-nnpa3on-3-nnammHo)MeTun|NMpuamnH-3-
wun}cnupolyuknonponan-1,1'-nsonngon]-3'(2'H)-ona;

N-[5-(6-Xnop-1,1-aumeTun-3-okco-1,3-4Urngpo-n3onHaon-2-nn)-nmupunanH-3-
UnMeTUn]-mMmeTaHcynboHammnia;

3-MeTtun-nupmaunH-2-kapboHoBon KncnoTel [5-(6-xnop-1,1-gumeTnn-3-okco-1,3-
AUrNIPO-N30MHAOMN-2-N)-NUPUANH-3-UnMeTun]-ammaa,;

2-[5-((R)-1-AueTun-nupponuamnH-3-nnokem)-nupuamnH-3-unl-5-xnop-3, 3-
AnmeTnn-2,3-aAnrnapo-n3onHaon-1-oxa;

2-[5-((S)-1-AyeTnn-NUpponNuanH-3-MnNoKkcn)-NMpuanH-3-unj-5-xnop-3, 3-
AumeTnn-2,3-Aurngpo-n3onHaon-1-oxa;

5-Xnop-2-[5-(1-meTaHCcynboHNN-NUPPONNLUNH-3-UNOKCK)-NNPULnH-3-unj-3,3-

anmetnn-2,3-Anrngpo-n3onHaon-1-oxa;
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5-Xnop-2-[5-((R)-1-ataHCynbOHMM-NNPPONUANH-3-UIMOKCK)-NMPUA NH-3-1n]-
3,3-aumeTun-2,3-4urnapo-n3onHaon-1-o1a;

5-Xnop-2-[5-((S)- 1-3TaHCcynbOHUN-NNPPONUAUH-3-UNOKCH)-NNPUAUH-3-1n]-3,3-
AVMETUN-2, 3-AUrnapo-n3onHaon-1-oHa;

2-[5-(1-AyeTnn-nunepuanH-4-mnokem)-nnpuannH-3-nnl-5-xnop-3, 3-aumetnn-2, 3-
AUrMapo-n3onHAoN-1-oHa;

5-Xnop-2-[5-(1-aTaHcynbdOHNM-a3€TUANH-3-UNOKCK)-NNpuAKnH-3-1nl-3, 3-
anmeTnn-2,3-aAnrnapo-n3onHaon-1-oxa;

2-[5-(4-AyeTun-nunepasuH-1-un)-nnpuamnnH-3-unl-5-xnop-3, 3-gumetnn-2,3-
AUrMapo-n3onHAON-1-0Ha;

5-Xnop-2-[5-(4-meTaHcynbdoHnn-nunepasunH-1-un)-nupmngmH-3-unj-3,3-
AnmeTnn-2,3-aAurngpo-n3onHaon-1-oxa;

5-Xnop-2-[5-(4-ataHcynbdoHunn-nunepasuvH-1-un)-nupugnH-3-mnl-3, 3-gumeTun-
2,3-4UrMapo-n3onHaon-1-oHa;

2-(1'-Ayetnn-1',2',3' 4',5' 6'-rekcarnapo-[3,4'16vnupngnHnn-5-un)-5-xnop-3, 3-

aumetun-2,3-a4nrnapo-n3onHaon-1-oxa;

1 UX (hapManeBTHYECKN PHEMIIEMBIE COJIH.

KoHkpeTHOE coeqMHEHHE MOXET TIPEICTaBIATh €000  S-xyop-2-[5-(1-sTancynsdonnnazeTuann-3-
WIOKCH ) TUPUINH-3 -1 |-3,3-TuMeTHA-2,3 - TUT U APOU30UHIOT- | -OH.

Crioco0b1 mostydeHust coequHeHn GopmMytbl (1), pacCKpBITHIX B HACTOSIIIEM H300PETEHNH, OTMCAHBI HUXKE.

[Monydenne coequHenwmii, nmerormmx Gopmyny (I), mo HacTosImEeMy H300pEeTEHUIO, MOXKET OBITH BBITIOJTHE-
HO B TIOCJICJIOBATENFHBIX MM KOHBEPTCHTHBIX IMyTAX cHHTe3a. CHHTE3Bl MO M300PETEHHIO IMPEACTAaBICHBI Ha
MPYBEICHHBIX HIDKE 00mux cxemax. HaBpiky, He0OX0IUMBIE IS TPOBEACHUS PEAKIINY M OYUCTKH MOTyYCHHBIX
B pe3yJbTaTe MPOAYKTOB, M3BECTHHI CIICIMAINCTAM B JAHHOM 00JacTH TEXHUKHU. B ToM ciydae, koraa B mporiec-
CE pEeakIUy MONyJaloT CMECh SHAHTHOMEPOB WM JHACTEPEOM30MEPOB, 3TH YHAHTHOMEPHI MM THACTEPEOM30-
MepBl MOXKHO Pa3JIelMTh CIIOCO0aMH, OIMCAHHBIMU B IAaHHOHM pa0oTe, MM N3BECTHBIMH CHELUATNCTaM B TaHHOM
00JIacTH TEXHUKH, TAKUMH Kak, HallpuMep, XUpalibHas XpoMarorpadus Wid KPUCTaJUIM3alus. 3aMECTHTEIN U
MHJIEKCBI, UCTIOJIb3yEMbIE B ITOCIEAYIOIEM OIMCAHUH CIOCOOO0B, MMEIOT 3HAUCHHE, TPUBEACHHOE B JAHHOM H30-
OpeTeHHU.

B HacTosIeM TeKkcTe UCHOIb3YIOT CIEAYIOUINE COKPAILEHUS:

AcOH = ykcycnas kucnora, BOC = tper-Oyrunokcukapbonmwn, Buli = Oyrwumruii, CDI = 1,1-
kapOooHmnuumuaazon, XM = muxmopmeran, DBU = 2,3,4,6,7,8,9,10-okTaruapo-mupumuao[ 1,2-alazenus,
XD = 1,2-quxnopatan, DIBALH = mu-uzo-6yrmnamomoruapun, DCC = N,N'-IUIHKIOTeKCHIKapOOTHUMUI,
JAMA = N,N-mumerunaneramun, JIMAII = 4-gumetunamunormupuans, [IM® = N,N-mumermndopmamun, EDCI
= N-(3-mgumetunamuHonponun )-N'-3trinkapoogunmuna ruapoxiaopua, EtOAc = stunanerar, EtOH = atanomn,
Et,0 = auatunossrit a¢up, Et;N = tpustnnamus, 3kB. = skBuBanieHTs, HATU = O-(7-a3aben3otpuazos-1-mmn)-
1,1,3,3-terpamermiryponust rexcapropdochar, BOXX = BoicokordpekTuBHAs KHUIAKOCTHAS Xpomarorpadus,
HOBT = 1-runpoxcuben3orpuaszon, ocHoBanue Xynura = iPr,NEt = N-stmiiaunzonponunamus, IPC (ot anrm.
"in process control") = KOHTposb B TexHOJOTHYecKoM Tpouecce, LAH = amomornapun nutust, LDA = nuuzo-
nponminamuy autus, LiBH, = Ooprunpun nutus, MeOH = mertanon, NaBH;CN = nmanoOGopruapua HaTpus,
NaBH, = 6oprunpun Hatpus, Nal = iffonux Hatpus, Red-Al = 6uc-(2-merokcuatoken)amomorunpua Harpust, KT
= xoMHaTtHas temneparypa, TBDMSCI = tper-Oyrmnaumeruicununxiaopua, TOY = tpudropykcycHast Kucio-
ta, TT'® = Terparunpodypan, quant (0T aHri. "quantitative") = KOTUIECTBEHHBIH BBIXO/I.

Ietepormkmudeckre COeAMHEHHS 2, 3aMEIICHHBIE aTOMOM TaJIOTe€Ha WM TPH(IATOM, IMOABEPTaloT B3au-
MOJICUCTBHUIO ¢ apuiUlakTaMaMy | B pacTBOPHUTENAX, TaKuX Kak |,4-muokcaH, B mpucyTcTBuU Homuaa menu(l),
KapOOHaTa Kaluus WIH IE3Ws, XeNaTHUPYIomero l,2-THnaMHHOCOeINHEHHS, TaKoro Kak N,N'-IiMeTHIITHIICH-
IUaMUH ¥JIH TpaHc-1,2-AnaMUHOTEKCaH, IIPH MOBBIIICHHBIX TeMIepaTypax, MPeIIoYTUTENFHO C MOMOIIBI0 Ha-
TpeBaHMs B MHKPOBOJHOBOH €Y C 00pa30BaHWEM JIaKTaM-3aMEIICHHBIX T'€TePOUHUKINICCKAX COSAMHEHHUH 3
(cTanmus a), KaKk ONMKCAHO Ha cxeme 1.

Cxema 1

2
AN
+ i J
A\N
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rae X mpenctapisiet coboit atoM ranorena win OSO,CF;.

B pesynbrate 00paboTKH reTepoapHiI-CBsI3aHHBIX CIUPTOBBIX coepnHenuit 51 (cxema 2b) ocHoBanueM, Ta-
KUM Kak TUJIpU HaTpus, B pacTBoputeie, TakoM kKak TT'® wiau MO, a 3aremM noaxoAsiiuM aaKIIAPYIOUUM
areHTOM, TaKUM KaK TaJIOT€HH]I, ME3IJIaT WM TO3WIAT, MPEANOYTHTENbHO 1Tpu Temneparype ot KT o temmepa-
TYpbI 00pa3oBaHus (GJerMbl PaCTBOPUTEIIS, TOTYJAIOT coeanHeHns 52 (cTamus a). AIbTEpHATHBHO, (cXxema 2a)
reTepoapuiI-CBA3aHHBIE CIIUPTOBBIE COCOUHEHUS 51 MOryT OBITH, HAPUMEp, MPEOOPA30BAHEI B COOTBETCTBYIO-
e XJIOPUABI IIyTeM 00pabOTKH THOHIIXJIOPHIOM B PACTBOPHUTENE, TAKOM KaK JUXJIOPMETaH, MPEIIOYTHTENb-
HO TIpH TemriepaType, coctapisitonieit or 0°C 10 KOMHAaTHOW TemmepaTyphl (ctamus b). JlaHHBIE TeTepoapuil-
CBSI3aHHBIC XJIOPUABI, COSAMHEHNUS 53, MTOBEPraloT B3aUMOJICHCTBHIO ¢ HYKICO(QMILHEIMA aMHHOTPYITITHPOBKA-
MU 54a WM apuIIbHBIMHU, TeTePOAPWIIbHBIMU I T€TEPOLMKIIOATKHIBHBIMU COeTUHEHUAMHU 54b, KaKk TaKOBBIMH
WM 1ocie oOpa3oBaHWsl aHWOHA, HANPUMEp, C THUAPHIOM HATpus, B PacTBOPHUTENSAX, Takux kak N,N'-
muMeTnigopmaMua, B TeMneparypHoMm auanazoHe ot 0 mo mpubmmurtensHo 100°C ¢ oOpa3oBaHueM agayKToOB
55a mnmu 55b (cranus c).

Cxema 2a

0,,-(CR™R9) (CR17R %) -CR19R?.OH

N\(/Aj/om-(CR‘sR’e)p»(CR”R‘e)q-CRWRZ"-CI
A\

c

Yﬁ/om,(cR15R|a)p_(CRﬂRis)Q_CRmRzu_
A\N

R'® npeacrasnser coboi R%, -
S(0):R? unu C(O)NR®R?

npeacTaenseT cobou rerepoapun
H—N VNN reTepoLyKnun, 3ameLLeHHbIi R,
R39 R40

Cxema 2b

55b

ATnbTepHATUBHO, (CXeMa 2¢) coenuHeHHs 53, mpeAcTaBIsomue codoil reTepoapui-CBI3aHHbIC XJIOPHUIBI,
MOJBEPTAIOT B3aMMOJICHCTBHIO C OOPOHOBBIMU KHCJIOTAMH HJIM CJIOXHBIMHU d(HpaMu 56: 1) myTeM HCIOIbh30Ba-
Hus ycioBui Cy3yku, HalpuMep, B MPUCYTCTBUU KaTAIM3aTOPOB, TAKUX KaK TPU-OPTO-TOMymihochuH/aneraT
nayutaausi(1l), rerpaxuc-(tpudenmnpochun)namanuii, ouc-(rpudenundocun)namianus(ll) xmopun nwiam au-
xnop[1,1'-6uc-(mudpennnpocpuno)pepponeH|namraguii(Il), Heodbs3aTenbHO B PopMe KOMIUIEKCA C JUXIOpPMeE-
taoM (1:1), ¥ B IPUCYTCTBMH OCHOBaHMSI, TAKOTO KaK BOJHBII MM HEBOXHBIHN (ocdaT Kanust, kapOOHAT HATPUS
WY KaJIusl, B PACTBOPUTENIE, TAKOM KaK JUMETHIICYIb(MOKCHUL, TOIYOJ, STAHOJ, JHOKCAH, TeTparuapodypaH Hin
N,N-numetmndhopMaMu, ¥ B KHEPTHOH aTMocdepe, Takoi Kak aTMocdepa aprona Win a3ora, B TEMIIEPaTypHOM
JMamna3oHe, MPEANOYTHTEIHFHO COCTABIISIIONIEM OT KOMHATHOW TeMITepaTyphl 0 nmpudanzuteapHo 130°C, wn ii)
MyTeM HCIoJIb3oBanms HuKeneBoro(0) karanusatopa, Hanpumep ouc-(1,5-nnkmookraaueH)aukess(0), B mpucyT-
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crBun (octara xamust, Ouc-(1-metnin-1H-umunazon-2-mn)merana B N,N-muMeTnianeTaMuie npyu TeMIepaTy-
pax, cocrapistronux okoxo 100°C, ¢ momydenueM annykToB 57 (cramuu d).
Cxema 2c

53 T

R21/B\OR102
56

57

R™' 1 R" npeacrasnsior coboit H unn ankun,

nmbo R n R'? mecte ¢ atomom

Bopa, kK KOTOPOMY OHM O\
npucoeanHeHbl, obpasyior BH

/

0]

R? npegcTaBnsieT coB60ii 3aMeLeHHbI apur UMK 3aMeLLEeHHBIN reTepoapurn

Anbaeruapl UM KeToHbl 58 (cxema 2d) MOXXHO 00paboTaTh MOAXOASIIMMU aMHHOTPYIIHPOBKaMHU 59 B
npucytcTBUH NaBH(OAC); omHOCTaqUITHBIM METOIOM B PAaCTBOPHUTENE, TAKOM KaK METaHOJI, MPEIMOYTHTEIHHO
NpUOIM3UTENHHO NPH KOMHATHOW TEMIIEpaType, WIHM ABYXCTaJUWHBIM METOAOM, CHadaja ITyTeM OOpabOTKH
uzomnpormuiatoM tutaHa(lV) B pacTBOpHUTENsIX, TAKMX KaK METaHOJ WM TOJYOJ, MPEANOYTHTEIBHO MIPH TEMIIE-
parypax OT KOMHAaTHOHM TeMIIepaTyphl 10 TeMIlepaTypbl 00pa3oBaHus (GpJerMbl pacTBOPHUTEIEH, € TOCIIETyIOIINM
B3aumojeiicteuem ¢ NaBH,, npeanouturensno npu temmneparype ot 0°C 10 KOMHAaTHON TeMIEpaTypsl, B pe-
3yJIbTaTe 4ero albJeTHIbl MM KETOHHI 58 mpeoOpasyloTcs B amMuHOcoeanHeHus: 60; anbTepHATUBHO WMMHBI,
MOJyYeHHBIE B pe3yibraTe 00paboTku n3onponuiaaroM tutana(lV), MoXKHO BITapuBaTh, 3aT€M ITOBTOPHO pac-
TBOPATH B pacTBopuTene, TakoM kak TI'®, u oGpadaTsiBath pearentoM ['punbapa R*MgX, mpeamouturensHo
npu TeMnepatype ot -40 no 0°C, uTo NpUBOIUT K aMHHOCOEAMHEHUSIM 60, HECYIIMM OIpeeNCHHbIN 3aMeCcTH-
tenb R? (cramms e).

Cxema 2c

4

(0]
Il

R
N\(/AZ 0,,-(CR15R19),-(CR17R8) -C-R1
A3 ]/

Xy
8

60

R'® npeacrasnset coboi R%, -S(0),R* unn C(O)NR*R?

I'erepoapuranoreanasl 101 (cxema 2¢) moaBepraroT B3aUMOJICHCTBHIO ¢ OOPOHOBBIMH KUCIOTAMHU WIJIH
citoHbIMU ddupamu 102, ucnonb3ys ycnosus Cy3ykd, Kak ONMCAHO BBIIIE, C MOJTydeHHeM aanykToB 103 (cra-
must a). @enonsl 104 moaBepraioT B3auMojaencTBHIO co cruptamMu 105 B ycnmoBusx MwuiyHoOy, Hampumep, ¢
TpupeHmIGocHUHOM W IU-TPET-OyTWII-, JTUU3ONPONWI-, TUITHI-a30IUKapOOKcHiIaToM wid  au-(4-
XJIOpOCH3MI)a30IMKApOOKCHIIATOM B KadeCTBE PEarcHTOB, B PACTBOPUTENAX, TAKUX KaK TOJIYOJN, JMXJIOPMETaH
WK TeTparuapodypaH, IPEATOYTUTEIHHO IPH TEMIIEPAType OKpPY’KaIOMel Cpepl ¢ MOIydeHneM aaaykToB 106
(ctamus b). Coequnenust 106 MOTYT OBITH TTPEOOPA30BAHBI IyTEM JOMOJHUTEIBHBIX CTAHIAPTHBIX MOIU(PUKA-
i B cUHTOHBI 107 (cTamus ).
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CxeMma 2e

R

— -

X
?R1UT
R“/B\OR'OZ

102

H
+ HO-(CR'R)-{CRVR™)_(CR'RZ) R
105

zj/O-(CR15R'5),-(0R"R‘a)q-(CR‘gRZ"),-R‘W

N\(/Azj/o‘(CR""R'G)p'(C RT7R18),{(CR19R20)-R2!
A
Sw

107
R'"" u R" npeacrasnsior co6oit H unu ankun,

nn6o R"" n R smecre ¢ aTomom Gopa, k U\BH
KOTOPOMY OHY NPUCOEANHEHDI, 0BPa3ytOT A

R*' npeactaensieT cob0il 3aMeLLEHHBbII apin NN 3aMELLIEHHBI reTepoapun
éggﬁﬁzzﬂgi;g‘? 332;{ Zgn;:gl?ﬁ:ﬁmﬂgcz)sng;ﬁ:;eHo 8 R*', unm samectuteny,
KOTOPbIE MOTYT GbiTk Nerko Npeo6pasoBaHsl B R*' (cragus c).

Kap6amatst 201 (cxema 3) moaBepraroT B3aUMOACHCTBHIO ¢ TTOTU(OCHOPHON KUCIOTON MPHU TOBBIIICHHON
temmieparype (Hanpumep, 100-180°C) ¢ oOpa3oBarreM Mpou3BOAHBIX 3,4-muruapo-2H-nzoxuHonmH-1-0Ha 202
(cramgus a). Tpudropaneramuasr 203 MoryT OBITh NHKIH30BaHBI ¢ oOpa3oBanuem 1-(3,4-murumapo-1H-
W30XMHOJIHMH-2-11)-2,2,2-TpU(PTOPITAHOHOBEIX coequHeHHid 204 myteM 00paboTky mnapaopMalibAETHaAOM B
CMeCH KOHIICHTPUPOBAHHOM CEPHOM KHCIOTHI M YKCYCHOW KHCIIOTBI, IPEANIOYTUTEIBHO MPHOIM3UTENBHO TIPH
KOMHaTHOU TemriepaType (ctaaus b). B pesynbrate ynaneHus TpudTopaneTHIbHON IPYyNIBI TyTeM 00paboTky,
HaNpUMep, THIAPOKCUAOM Kallus B PACTBOPUTEIIC, TAKOM KaK 3TAHOI, NP TeMIIepaTypax MPUOIU3UTEIHFHO pU
KOMHAaTHOW TeMIlepaType HOJIydYaroT TeTparkIpou30XHHOIMHOBBIE coenuHenust 205 (cramust c). B pesynbrare
OKHCJICHHUS TETPAaruApON30XUHOJIMHOBBIX coenuHeHui 205, HampuMep HoI0300€H30J10M U OpOMHUIOM Kalus,
MPEAMOYTHUTENBHO B BOJIE, MOIydatoT 3,4-murunpo-2H-n3oxuHonun-1-oHoBbIe coennaenns 202 (cragus d). B
pesynbTaTe B3aHMOICHCTBHS H30HHION-1,3-1uoHoBor0 coemunenns 206 ¢ pearentom ['purbsipa R'MgX B pac-
TBOpHTENe, TakoM kak TI'®D, mpeanouturensHo mpu Temieparype okoso 0°C momydaroT aaaykTel 207 (cTaaus
e). B pesynpTaTe mocienyromnieit 00paboTKH TpHATWICHIAHOM | ddupaToM TpuUPTOpOOpa B pacTBOpHUTENE, Ta-
KOM KakK JWXJIOpMETaH, U B TEeMIIEpaTypHOM IHara3oHe, MPEeANoYTHTEIbHO cocTaBisoneM ot -25°C mo KT,
MOJTy4YaroT U30MHI0I0HOBEIe coenunenus 208 (craxus f). B pesynbrare BBeAeHHS METOKCHOCH3UIBHON 3alHT-
HOH TPYINITBI B M30MHI0JIOHOBBIE coequaeHns 209 (Hanmpumep, myTeM 00paboTKH Ouc-(TPUMETHICHIINII)aMUI0M
Hatpus u 1-Opommerni-4-metokcnoensonom B TT'® npu temnepatype ot 0°C no KT) nomyyaror 3amuiieHHbIe
coenunenust 210 (cramust g); TaKUM XKe IMYTEM METOKCHOCH3MIBHYIO 3allIUTHYIO I'PYIIY MOKHO BBOAUTH B CO-
enunenust 208. B pesynbraTe 00paboTku coexnHenuit 208, HeCyIMX TONOJIHUTEIbHYI0O METOKCHOCH3MIBHYIO
3aIIUTHYIO TPYIINY, WK coequHeHunii 210, ocHOBaHKWEM, TaKUM KaK THAPUA HATPHA, B PACTBOPUTEIIE, TAKOM KaK
TI'®, a 3aTemM aJKWITaJOT€HUIOM, ME3WJIATOM WJIM TO3WJIATOM, MPEANOUYTUTENBHO Mpu Temiepatype oT KT mo
TEeMITEpaTypbl 00pa3oBaHus (HIETMBI PACTBOPUTENS MONTYJAOT coearnHeHns 211, nuMeronue CTpyKTYpHO pa3iu-
YAKOIIAeCs MK CTPYKTYPHO MaeHTHYHbIe Tpymmbl R' n R? (cramms h). AnbTepHATHBHO, B pe3yiIbTate 06paGoTKH
coenuHeHni 208, HECYIITUX JOMOJHUTEIBHYI0 METOKCUOCH3MIBHYIO 3allIUTHYIO TPYIIyY, I coenuHeHui 210,
ocHoBaHueM, TakuM kak NaH, LDA wm LiHMDS, B pactBopurensx, Takux kak JIM®, terparuapodypaH wiu
1,2-TMMETOKCHATAH, a 3aTeM OJHHM WIIH MOCJICIOBATEIEHO IBYMS PAa3UYHBIMU AJIKHITATOTCHUIAMHU, ME3UIa-
TaMM WM TO3WIAaTaMH, MPEANOYTHTENILHO MpH Temneparype oT -78°C no Temneparypbl oOpa3oBaHus (iaermbl
pacTBOpHTENS MOIYYaloT coeanHeHus 211, nmeromue CTpyKTypHO pa3iHyaroniuecs] WM CTPYKTYPHO MICHTHY-
mpie rpymmsl R' m R* (ctamms h). B pesyinbTarte yaaneHHs 3alMTHOM TPYIIBI, HAIPHMEp, IyTeM 0OpaGOTKH
TPUPTOPYKCYCHOH KHUCIIOTOH NpH TOBBILICHHOW TeMIeparype, HOJy4aroT M30WHJOJIOHOBBIC cOeqUHEHHs 212
(cramus 1). B pesynbrate 06paboTku coeaunenuii 210 ocHOBaHMEM, TaKMM KaK THAPH]] HATPUs, B paCTBOPHUTEIIE,
takoMm Kak TT'®, a 3arem anba-, omera AU-TaJOreHAIKAHOM WIN AU-TaJOTCHIeTepPOANTKaHOM, TaKUM Kak, Ha-
npumep, 1,2-muOépomaTaH, MpeanoYTUTENLHO Mpu TemrepaType oT KT mo temmneparypbl oOpa3oBanus (Hiermbl
PaCTBOPHUTENIA, MONYJar0T crupocoenuHeHus 213 (cramus k), ¥ mocne MOCIHEAYIOMETo yAaleHUS 3alUTHON
rpynmsl ciupocoenuuenus 214 (craaus 1).
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Cxema 3

@ npeacTaBsnseT coboi 3ameLLeHHbIN LMKNoankun unu
3amelLLeHHbiit reTepoLukioankun, obpasosaHHbil R' n R? smecte
C aToMoM yrrepoaa, k KOTOpOMYy OHU NPUCOEAMHEHbI, rae
3aMeLLEHHBI LMKIIOanKumn v 3ameLLeHHbIA reTepOLMKIOankmn
samewyenbl R? R n R*

Coenunenns 301 nmm 305 5-ranoreH-HUKOTHHOBOHN KHCIOTHI WM TUPHUIA3UHKAPOOHOBOM KUCIOTHI (CXeMa
4a) moaBepraroT B3aUMOJICHCTBUIO ¢ coequHeHUAMH 302, MpeCcTaBIIOMUMU COO0M CIOKHBIC dPUPHI aKPHIIO-
BOH KHCJIOTHI, TIOCJIE ACTIPOTOHUPOBAHUS OCHOBaHHMEM, TakuM kKak LDA wnn LiHMDS, B pacTBopHTENsIX, TAKHX
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kak TT'®, npeamouTuTeNsHO NpH TemriepaType okoio -78°C ¢ morydyeHHeM IUKINYECKUX OeTa-KeTod(hUpHBIX
coeuuennit 303 u 306 (crazus a). CroxuosdupHsIe coeanuenns 303 wmm 306, B koTopsix R''!' = H, moxmHo
obpaboTtath ocHOBaHueM, TakuM kak NaH, LDA wimu LiHMDS, B pactBopurtensax, Takux kak JM®, teTparum-
podypas wiu 1,2-THMETOKCUATAH, C TIOCIEAYIONTUM JTO0AaBICHUEM AIKWI- WIH IUKJIOAUIKIITATOTSHU A, ME3H-
jaTta WIM TO3WiIaTa, 0o, HampuMmep, N-rajJoreHOeH30i1CcyIb(hOHaAMUAA, B3aUMOACHCTBHE IMPEINOYTHTEIEHO
MIPOBOIAT TP TeMriepaType oT -78°C 10 KOMHATHOW TEMIIEpaTyphl C MOJYICHUEM CIIOXKHOI(DUPHBIX COCAHHE-
Huit 303 win 306, Hecymmx 3amecturens R'', otmmuaromuiics or H. OGpa6oTka Geta-KeTodpHPHBIX COCIUHE-
au#t 303 wm 306 BOgHOH KHCIOTOH, IPEANOYTUTEILHO TPU KUIISTYEHUH ¢ 0OpaTHBIM XOJIOIMIHBHIKOM, BBI3BIBA-
€T THJPOJIN3 CI0KHOTO0 3(hupa, U B pe3yIbTaTe MOCIEAYIONUIETO AeKapOOKCIIIMPOBAHHS OTyYaroT KeToHbI 304
307 (ctamus b). Keronst 304 u 307, B KOTOPBIX R'"'=HuR'"” =H, moxuo 00paboTaTh OCHOBAHHEM, TAKHM KaK
NaH, LDA niu LiHMDS, B pactBopurensix, Takux kak JJM®, Terparnapodypan wim 1,2-1MMeTOKCHITaH, C
MOCJIEIYIONINM J100aBICHHEM aJKHJI- WM [UKIOATKUITAIOTeHUAO0B, ME3WIATOB MM TO3WIATOB, JTM0O, HAIPHU-
Mmep, N-ranoreHOeH30JICYNb(OHAMHIA, B3aUMOJACHCTBUE INPEIIIOYTHTEIHFHO MPOBOAAT NPH TEMIIEpPAaType OT
-78°C 10 KOMHATHON TeMIlepaTypsl ¢ HoaydeHueM keToHoB 304 u 307, Hecymux MO MEHbIIEH Mepe OAUH U3
zamectureneii R''! wmm R'", ormraaronmiicst or H. HeoGs3atenbHo ketonst 304 1 307 MOryT GBITh mpeobpaso-
BaHBI B COOTBETCTBYIOIIME UMHHEI (Hanpumep, ¢ N-OyTHIaMHHOM IyTEM HCIIOJIB30BaHHS KaTaIn3aTopa, TAKOTo
KaK TOIyOJICYTh(OHOBAS KICIIOTA TN MUPHANHIS [Tapa-TOIyoJICyIb(oHaT, B paCTBOPHUTENE, TAKOM KaK dTaHOJI,
TPEATOYTHTEIBHO [PH KHITIEHHH ¢ 00PAaTHBIM XOJNOMIBHIKOM); Takie uMuusl, rae R''! = H, Mox#o moasep-
raTh B3aUMOJIEHCTBUIO, HampuMep, ¢ N-pTopoeH3zoncyabhporuMuIoM, ucnonb3dys K,COs; uimu TpuITHUIaMUH B
KadyecTBE OCHOBAHMSA, B PACTBOPHUTEIIAX, TaKuX Kak /IM® mim aneToHUTpWI, MO0 WX CMECH, B NPHCYTCTBUU
MOJIEKYJISIPHBIX CHT, TIPEAIOYTHTEIFHO ITPU KOMHATHOM TeMneparype, ¢ MojydeHHeM UMHHOB, HeCYIuX ¢rop-
3aMECTHUTENH, U TOCIIe THAPOIN3a UMHHA (HAapUMep, COJSTHOM KHMCIIOTOH B aneToHUTpuie) ketoHos 304 u 307,
B kotopeix R'"" = F. Ketonst 304 i 307 MoryT ()yHKIMOHMPOBATh B KaUecTBE COSAMHEHHIT 2 (cXema 1) MiIm Mo-
TYT OBITH IpeoOpa3oBaHbl B pa3sIMuHbIe coeAnHeHus 2 (cxeMa 1) ImyTeM DONONHUTENEHON CTPYKTYpHOI MOAH-
(uKanmy, UCTIONIB3ys CHOCOOBI, N3BECTHBIC B IAHHOM 00J1aCTH TEXHHUKH, TAKHE KaK, HAIPUMEpP, BOCCTAHOBJICHHUE
(HhYHKIMOHATIFHOM KETOTPYIIIHI 10 THAPOKCUTPYIIITEI PEareHTOM, TAKIM KaK OOPTHAPUA HATPUS B METAHOJE, FITH
BOCCTAaHOBJICHHE KETOTPYIIIEI 10 TMEPBUYHON WIIM BTOPHUYHOW (PYHKIIMOHATHFHONW aMHHOTPYIIBI IyTEM BOCCTA-
HOBHUTEILHOTO aMHUHHPOBAHMS, HAITPUMeEp, IyTeM B3auMoaercTeus ¢ amuHoMm 1 NaBH(OAc); B MeTaHoIIE.

Cxema 4a
H Q R115 0 a
N o K(l ~
. o]
A R
301 302
RﬂZ
o R'™ o a
N | o S)ko/
A\N * RH‘I
305 302 306

10
R

112 11

R

113
R
X npeacraenser cobon atom ranoreHa

unu OSO,CF |
A

TpM ns Rﬁﬁ R111 RHZ " R113 \\‘

npeacTasnsior coboin R*®, nnbo R,

nmbo R¥, a apyroii oavH npeacTasnseT 307

cobon H.
JluramoreHnMupUINHOBBIC WM MUPHIA3HHOBEIE coeauHeHns 351 (cxema 4b) moaBepraroT B3aUMOJICHCT-
BUIO ¢ OpOM-TeTpaMeTHII-a3aIUCHIOIHINHOBEIMI peareHTaMu 352 mociie NeNpOTOHWPOBAHUS AMHA3OIPOIHIIA-
MUJIOM JIUTHUSL B PACTBOPUTENAX, TAKUX Kak TeTparuapodypan, nmpu temreparype ot -78°C mo 0°C ¢ mosrydeHu-
€M aMUHOAJIKUJI-3aMEIICHHBIX MUPUANHOB WK upuaa3uHoB 353 (ctagus a). [locie npucoequHeHus 3aIUTHON
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Tpymnnsl Ha coeanHeHus 353 (Hampumep, mytem BBeaeHust BOC- nnn SES-3amuTHON Tpynmsl myTeM B3anMo-
nevictBus ¢ BOC,0 uinn 2-TpuMeTHICHIaHWII-0TaHC Y Ib(OHIIXJIOPHIOM, TpHaTIIaMiuHOM, JIM® npu temnepa-
Type okoio 0°C) B pe3yibTare 00pabOTKH aMHHO-3AIUIIEHHBIX MUPUINHOBBIX WIJIH MTUPHUIA3UHOBBIX COEIMHE-
HUH 354 ocHOBaHMEM, TAKUM Kak KapOOHAT KaJius, B paCTBOPUTENIE, TAKOM KaK TOJIYOJI, M B IPUCYTCTBHH KaTa-
JM3aTopa, TAKOTO Kak TeTpakuc-(TpudenmidochuH)namaamii, mpu temeparypax okono 100°C moxyqaroT 6u-
MUKITUYEeCKUEe COeMUHEHUs 355, Bce ellle Hecylre 3alluTHYI0 Tpymimy (ctaaus b, ¢). 3aTeM B pe3ysibTaTe CTaH-
nmaptHoro yaanenuss BOC wim ucnonb30BaHus ruapaTta TeTpadbyTmiaMMOHHUS (GTopuma, alleTOHUTPHIIA, Tpe-
MOYTHTENBHO MPU TeMIepaType OT KOMHATHOH TeMIIepaTypbl IO TeMIepaTypbl oOpa3oBaHus (pIerMbl amero-
HUTPUIIA TIONYYAIOT OMIUKIHYECKHe coequHeHus 356 (cragus d). AMuHOCOenuHEeHHs 356 MOTYT (hyHKIIMOHH-
poBaTh B KauecTBe coeauHeHHM 2 (cxema 1), 100 Kak TaKOBEIX, JIMOO ITOCIE JOTOIHUTEIBFHOU CTPYKTYPHOM
MOTU(DHUKAIIN CTIOCOOAMH, XOPOIIIO U3BECTHEIMY B JJAHHOW 00aCTH TCXHUKH.
Cxema 4b

prot. = sawmTHas rpynna -
R npeacrasnser coBoi R%, R nn RY X npeactasnseT coboi atom ranoreHa

R'"" npeacraenser co6oii R**, R* umu R ynn OSO.CF,
112 5 R w R

R'"? npeacrasnset co6oii R
Coenunennst 305 5-ramoreH-HUKOTHHOBOM KHUCIOTHI (cxema 4¢) MoABepraloT B3auMOJCHCTBUIO C aJIKEHO-
BBEIMH coenuHeHussMHU 400 mmociie IenpoTOHUPOBAHMS OCHOBaHUEM, TakuM kak LDA umu LiHMDS, B pactBopu-
TensAx, Takux kak TT'®, npennouturensHO Ipu Temneparype okoio -78°C ¢ momyuenueM ankeHoB 401 (cragus
a). Amddupusre coennHenns 402 MOXKHO CHHTE3UPOBATh Crioco0aMy, M3BECTHBIMHU CIIEMAICTaM B TaHHOW 00-
JACTH TEXHUKH, TAKUMH KakK, HallpuMep, 030HO0IM3 ankeHoB 401 B mpucyTcTBUM MeTaHoIbHOTO pacTBopa NaOH,
¢ mosrydenueM coennHenui 402, KOTopble MOTYT OBITh LIMKJIN30BaHBI C HCTIOJIb30BAHUEM YCIOBHH KOHACHCALIUH
JukMana c¢ nonyueHneMm Oerta-keTtoddupHbIX coexnHenuit 403 (cragum b, c). O6paboTka OGera-KeTodpHUPHBIX
coenuHenuit 403 BoAHON KHCIIOTOH, MPEANOYTHTENEHO MIPU TeMneparype oOpa3oBaHus (IIErMbI, HHIYLHPYET
TUAPOIIN3 CIIOKHOTO d(Hpa u Mmocieayolee AeKapOOKCHITNPOBaHHE ¢ TToydeHneM KeToHoB 404 (ctamus e).
Cnoxnods¢upasie coeaunerns 403 (R npexcrasmser co6oit H) MoxHO 06paGoTaTh OCHOBAHHEM, TAKHM
kak NaH, LDA wimu LiIHMDS, B pactBoputensix, Takux kak JIM®, terparuapodypan win 1,2-TUMETOKCHUITAH, C
MOCTIEIYIONTNM J00aBICHHEM aIKWI-WIH IIUKJIOATKWITAIOTEHH 1A, ME3MlaTa Wik TO3WIaTa WiIn, Hanpumep, N-
rajoreH0eH30JICyIbpOoHaMI 2, B3aUMOICHCTBHE TPEIIIOYTUTEILHO MPOBOMAT NpH Temmeparype oT -78°C 1o
KOMHATHOMN TEMIIEPATYpPBI C MOTYIeHHEM CIIOKHOYPHPHBIX coeauHerni 403, Hecymmx 3amectutens R, ommm-
yaroumiicst oT H (craxus d). B pesynprare rupponmsa u 1eKapOOKCHINPOBAHMUS, KaK OIMCAHO BBIIIE, TOIYYal0T
keToHbl 404 (cTagus e). KetoHoBble coenmnenust 404 MOoryT pyHKIIMOHUPOBAThH B KaueCTBE COeTUHEHMH 2 (cXe-
Ma 1), 100 Kak TaKOBBIX, JINOO IMOCIIE OMOIHUTEIBHOW CTPYKTYpHON MoauduKauy crocodaMu, Xopouio n3-
BECTHBIMH B JAHHOW 00JIaCTH TEXHHKH.
Cxema 4c

X npeactaenseT coboit atom ranorena unu OSO,CF,
X' npeacrasnseT co6oi aTom ranorexa, Meaunar unu
Tosunar.

R'" npeacrasnser coboii R*, R* unu R
R'"" npeacraenser co6oii R, R* unm R*’
R'" npeacrasnser coboit R*, R* unu R
R'" npeacraenaer co6oii R*, R* unm R*"
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Taxoke packpsbIT criocob monydenus coequaenus popmyisl (1), Kak onpeeneHo BbIIIe, BKIFOYAIONINHA B3a-
nmozeiicteue coennnenust popmysl (II) B mpucyrcrBun coeqnnenns gpopmymnsr (I111)

X A
X
(my RYW\

N

(1 U}

rae Rl, Rz, R3, R44 RS, R(’, Al, Az, A3, A4, A’ 1 n ABISIIOTCS TaKUMH, KaK ONpeAesIeHO BbIlIe, U Iae X Mpel-
CTaBISCT OO0 aTOM rajoreHa wiu Tpudiar.

B wactHocTH, B mpucyrctBum womumma memu(l), kapOoHaTa Kanus WM I€3Ws, XelaTupymoomero 1,2-
JTUAMHUHOCOCIUHCHUS, TAaKOT0 Kak N,N'-THMEeTIIITUICHINAMUH WU TPaHC-1,2-THaMHUHOTEKCaH, IPU MOBBIIICH-
HBIX TEMIepaTypax, MPEIMOYTHTEIFHO C MOMOIIBI0 HATPEBAHMSA B MHKPOBOJHOBOI IE€4H, M B PaCTBOPHUTEIIIX,
TakKX Kak 1,4-1uoKcaH.

OOBEKTOM HACTOSIIETO M300PETEHHSI TaKXKe SBISETCS MPUMEHEHHUE COSJIMHEHHUS B COOTBETCTBHH C (HOp-
mynoit (1), packpsIToro B HacTOSIIEM H300PETEHNH, B KAUECTBE TEPAIIEBTUIECKN aKTHBHOTO BEII[ECTBA.

OOBEKTOM HACTOSIIETO U300pETEHUS TaKKe SABISACTCS (papMaleBTHICCKass KOMIIO3HIIHS, COAEpIKaIas co-
eJIMHEHNEe B COOTBETCTBUU ¢ Gopmynoit (I), packpbIToe B HACTOSIIEM H300PETEHUH, W TEPANICBTHUECKH WHEPT-
HBI HOCHUTEITb.

Hacrosiee n3o0peTeHue Takke OTHOCHTCS K IPUMEHEHUIO COCTUHCHUS B COOTBETCTBHH ¢ opmynoit (1),
PACKPBITOTO B HACTOSIIEM M300PETCHUU, IS JICYCHUS WM MPOQPIIAKTHKY XPOHHMYECKOTO 3a00JICBaHMSI MOYCK,
3aCTOMHOW CEpJICYHON HEITOCTATOYHOCTH, THIICPTCH3UH, IEPBUYHOTO THICPATBIOCTEPOHN3MA U cuHApoMa Ky-
IIMHTA.

PackpbITO MprMeHEHUE COSAMHEHUS B COOTBETCTBUH ¢ opmyioit (I), packpbITOro B HacTOsIIEM H300pe-
TEHUH, IIJIS JICUCHUSI MITH TIPOPMIIAKTHKY THA0CTHIECKON HePPOTIaTHH.

PackpbITO MprMeHEHUE COSAMHEHUS B COOTBETCTBUH ¢ opmyioit (I), packpbITOro B HacTOsIIEM H300pe-
TEHWH, IJIS JISUCHUSI MU TIPOPMIAKTHKH PUOpO3a TOYKH WK CepIIia.

Hacrosiee n3o0peTeHne Takke OTHOCHTCS K IPUMEHEHHWIO COSTMHEHUST B COOTBETCTBUU ¢ Gopmyioit (1),
PaCKpBITOTO B HACTOSIIEM H300pETCHNH, TS JICUCHUS WIN PO(PHUIAKTHKHA XPOHUIECKOTO 32007IeBaHHS MTOYCK.

Hacrosiee n3o0peTeHue Takke OTHOCHTCS K IPUMEHEHUIO COCTUHCHHUS B COOTBETCTBHH ¢ opmynoit (1),
PACKPBITOTO B HACTOSIIEM M300pPCTCHUM, IS JICUCHUS WIH MPOPUIAKTHKH 3aCTOWHOW CepACYHON HEIOCTATOY-
HOCTH.

Hacrosiee n3o0peTeHue Takke OTHOCHTCS K IPUMEHEHUIO COCTUHCHUS B COOTBETCTBUHU ¢ opmynoit (1),
PACKPBITOTO B HACTOSIIEM U300pETCHUH, ISl ICUCHUSI WIH TPOGUIAKTUKU TUIICPTCH3HH.

Hacrosiee n3o0peTeHue Takke OTHOCHTCS K IPUMEHEHUIO COCTUHCHUS B COOTBETCTBUH ¢ opmynoit (1),
PACKpBITOTO B HACTOAIIEM HM300pETEHHUH, IJIS JICYCHUS WM MPOPHUIAKTHKH TIEPBHYHOTO THIEPAThI0CTCPOHM3-
Ma.

Hacrosimee n3o0peTeHne Takke OTHOCHTCS K IPUMEHEHHUIO COSTMHEHUST B COOTBETCTBUU ¢ Gopmyioit (1),
PaCKpBITOTO B HACTOSIIEM M300PETCHHH, IS TTOTyYSHHS JICKAPCTBEHHOTO CPEICTBA JUIA JICUCHHUS WIH TPOQH-
JIAKTHKH XPOHMYECKOTO 3a00JIeBaHMA ITOYEK, 3aCTOWHONW CEepPIeYHON HEeJOCTATOYHOCTH, THIEPTCH3UH, MECPBHUY-
HOTO THIEPaIbI0CTEpOHM3Ma U cuHApoMa Kymuara.

PackppITO mpUMEHEHUE COCIMHEHUS B COOTBETCTBUM ¢ (popmyoii (1), packpbeITOro B HACTOSIIEM H300pe-
TEHUH, JJIS MMOTyYCHHsI JICKAPCTBCHHOTO CPEICTBA IS JICUCHUS WU NMPO(QUIAKTHKH ArabeThdeckoil Hedporma-
THU.

PackppITO mpuMEeHEHUE COCIMHEHUS B COOTBETCTBUM ¢ popmyioii (1), packpeITOro B HACTOSIIEM H300pe-
TEHHH, JUTS TIOJTYYCHHUS JICKAPCTBCHHOTO CPEJCTBA JIsl JICUCHUS U MPOGUIAKTUKY (UOpo3a MOYKU HIIH Cep-
1a.

Bormuromenne HaCTOAIMIEr0 H300peTeHUS TaKXKe MPEACTABIAECT COOON MPUMEHEHHE COeTNHEHHS B COOTBET-
ctBum ¢ popmymoii (I), packpeITOTO B HACTOSIIEM H300PETCHHUH, ISl TIOMyUEHUS JICKAPCTBEHHOTO CPEICTBA JIJIS
JICYSHUS WITH TPOIITIAKTHKH XPOHHYECKOTO 3a00IeBaHUs ITOYEK.

Bomromenne HacTOAIMIEro H300peTeHUS TaKXKe MPEACTABIACT COOON MPUMEHEHHE COeINHEHHS B COOTBET-
ctBum ¢ popmymoii (1), packpeITOTO B HACTOSIIIEM H300PETCHHUH, ISl TIOMyUEHUS JICKAPCTBEHHOTO CPEICTBA IS
JICUCHUS WUTH TIPO(PHUIIAKTHKH 3aCTOWHOM CepJICYHON HEIOCTATOYHOCTH.

BormuroneHre HaCTOAIIEr0 H300PETCHUS TaKXKe MPEACTABISICT COOOW MPUMEHEHHE COCTUHCHUS B COOTBET-
ctBuH ¢ popmynoii (I), packpeITOr0O B HACTOSIIEM H300PETCHHUH, ISl TOTYYCHUS JICKAPCTBCHHOTO CPEICTBA IS
JICUCHUSI WUTH TIPO(PHUITIAKTHKHI THIICPTCH3HU.

BormuroneHre HaCTOAIIET0 H300PETCHUS TaKXKe MPEACTABISACT COOOW MPUMEHEHHE COCTUHCHHS B COOTBET-
ctBuH ¢ popmynoii (I), packpeITOTO B HACTOSIIEM H300PETCHHUH, IS TOTYUYCHUS JICKAPCTBCHHOTO CPEICTBA IS
JIeYSHUS WITH TIPOQIIAKTHKH TIEPBUYHOTO THIIEPAIbJOCTEPOHN3MA.
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OOBEKTOM M300pETeHUS TaKXKe SBISIETCS CIIOCO0 JIeUeHHs WM NPO(UIAKTHKH XPOHHUYECKOTO 3a0oieBa-
HUS TI0YEK, 3aCTOHHOM Cep/edHON HEeIOCTaTOYHOCTH, TMIICPTEH3WH, NEPBHYHOTO THIEPalbJOCTCPOHU3MA H
cuanpoma Kymunara, Bimogaromuii BBeaeHne 3(ppekTnBHOro KOIMIecTBa COSTUHEHUS B COOTBETCTBUH € (op-
Mmy1oit (I), pacKpbITOTO B HACTOSIIIEM H300pETECHHUH.

PackphIT Takke crmocol JeUeHus Wik MPOQUIAKTHKHA AHa0eTHIecKord HeponaThy, BKIIOYAIOINA BBeIe-
HUEe 3PPEKTUBHOTO KOJIWIECTBA COSAMHECHHS B COOTBETCTBUU C dopmyinoit (1), pacKpeITOTO B HACTOSIIEM H30-
OpereHuwy.

PackphIT Takke crmoco0 JiedeHws Wi TpodUIakTUKK (GUOPO3a MOYeK WM Cep/Ila, BKIIOYAIOIINNA BBeIe-
HHEe 3((HEeKTHBHOTO KOJIMYECTBA COCANHEHUS B COOTBETCTBUH C (hopmyinoii (I), packpbIToro B HacTOSIIIEM H30-
OpeTeHUU.

Bomnomenne HacTosIero n300peTeHus Takxke MpecTaBIsieT co00 CIoco0 JeuyeHnsT Wi MPOQUITaKTHKH
XPOHHYECKOTO 3a00JIeBaHUs TOYCK, BKJIIOYAIOMINI BBeIeHHE Y(P(EKTHBHOTO KOJINYECTBA COCAWHEHUS B COOT-
BeTCcTBHH C (hopmytoii (I), pacKpbITOro B HACTOSIIEM H300PETCHUH.

Bomnomenne HacTosIero n300peTeHus Takxke MpecTaBIsieT co00H CIoco0 JeueHnsT Wi MPOQHUITaKTHKH
3aCTOHHON CEpMIETHON HEIOCTATOYHOCTH, BKIIOYAIONMINN BBeJeHHE d()()EKTHBHOTO KOJIMYECTBA COSAMHECHHS B
cooTBeTcTBUH ¢ popmynoii (I), packpbITOrO B HACTOAIIEM H300PETCHUH.

Bormonienre HacTOAIETO U300pETEHUS TaK)Ke MPENCTABIAET COO0H cIoco0 JIeUeHHs WM TPOUITaAKTHKH
TUMEPTEH3NUH, BKIIOYAIONINA BBeIeHHE d(PPEKTHBHOTO KOJINYECTBA COCIMHEHHUS B COOTBETCTBHHU C (hopMyIoi
(I), packpbITOTO B HACTOSAIIIEM H300PETCHUH.

Bormomnienre HaCcCTOAIETO H300pETEHUs TaK)Ke TPENCTABIAET COO0H cIoco0 JIeUeHHs WM TPOUITAKTHKH
MEPBUYHOTO THUIEPAJIBIO0CTEPOHU3MA, BKITIOYAIONINN BBeIeHHE (P PEKTUBHOTO KOJIMYECTBA COCTUHEHHS B COOT-
BeTCcTBHH C (hopmystoii (I), pacKpBITOro B HACTOSIIEM H300PETCHUH.

MeTonb! aHaNMH3A.

B nmanHOM M300peTeHHM aBTOPBHI M300pETCHUS HICHTU(UIIUPOBATY PUMCHEHUE TUHIH KIeTok G-402 B
Ka4yecTBE KIIETKU-XO03MHA JUIS SKTONMYECKOH SKCIPecCuy (TPaH3UTHON MIIM CTaOMIBHON) (PepMEHTOB ceMelicT-
Ba CYP11. B gyactHOCTH, aBTOPHI N300peTeHMS pa3padboTanu ctadmibHble KieTku G-402, SKTOMMYECKH IKCIIpec-
cupytonue ¢depmentatuBHy0 akTUBHOCTH CYP11B1 uemoBeka, CYP11B2 dgemoexka, CYP11A1l dyenoseka,
CYP11B1 sBanckoro makaka win CYP11B2 sBaHckoro Makaka. BaxxHo, 4To HIEHTUDUITUPOBAHHAS JTHHAS KJIe-
Tok G-402 skcrpeccupyeT KoGakTopsl (aAPEHOTOKCUH M aIpEeHOJOKCUH-PEAYKTA3Y), BOKHBIC ISl aKTUBHOCTH
cemeiictBa CYP11, u B maHHBIX KIJIETKaX HE OBLIO OOHAPYKEHO pEIeBAHTHOH (PEPMEHTATUBHON aKTHBHOCTH
CYP11 (mo cpasuenuto ¢ kinetkamu H295R). Takum obpazom, smHus kietok G-402 yHUKaIbHO TMOIXOAWUT B
Ka4eCTBE KJICTKU-XO35MHA JJIs SKTOIHMYCCKON 3Kcnpeccun pepmeHToB cemeiictea CYP11.

Knerkn G-402 Moryt OBITH MOJy4eHBI M3 AMEPHUKAHCKOW KOJUIEKIIMM THIOBBIX KJIETOYHBIX KYJIBTYp
ATCC (CRL-1440), 1 UCXOAHO OHH OBLIH BBIICIICHBI M3 JIEHOMHOOIACTOMBI MOYEK.

OKCHpPECCHOHHBIE TUIA3MHIBI COEPXKAT OTKPBITYI0 pamky cuuteiBanus (OPC) mu6o CYP11B1, mmbo
CYP11B2 venoBeka/sBaHCKOI0 Makaka MoJ] KOHTPOJIEM moaxoasmiero mpomoropa (CMV-npoMoTopa) U moaxo-
JSIIUHA MapKep YCTOHYMBOCTH (HEOMHMIMH). Mcrosip3ys CTaHAapTHBIE METOJbI, DKCIIPECCHOHHYIO IUIa3MHIY
TpaHcGUIMpyIoT B KiIeTkn G-402, a 3aTeM 3TH KJIETKH OTOMPAIOT Ha IKCIPECCHI0 JAaHHBIX MapKEPOB YCTOWIH-
BOCTH. 3aTeM OTOMPAIOT MHIUBUIYaJIbHBIC KIETOYHBIE KIIOHBI M OICHUBAIOT Ha MPOSBIICHHE XKellaeMoi GpepMeH-
TaTUBHOM aKTUBHOCTH, HCTIONB3Ys 1 1-me3okcukoptukoctepod (Cypl1B2) wmm 11-ne3okcukoptrszon (Cypl1B1)
B KauecTBe cyOcTpara.

Knetku G-402, sxcnpeccupyromue KoHCTpykiund CYP11, monydeHsl, Kak OTICAHO BBIIIE, U MOIISPKUBA-
ek B MoanduuuposanHoii cpene McCoy's Sa, Ne o katanory ATCC 30-2007, conepskameit 10% deranbayro
ceiBopoTKy Tenenka (OCT) u 400 mkr/mir G418 (renerurmna) mpu 37°C B atmochepe 5% CO,/95% Bo3ayxa.
Knerounsie anamm3el ¢epmenToB npoBoawin B cpene DMEM/F12, copepxameii 2,5% PCT, obpaboraHHOMH
yIJIEM, W COOTBETCTBYIOIIYIO KOHLeHTpamuio cybcrpara (0,3-10 MxM 11-ge3okcukopTtukocTepona, 11-
JIC30KCUKOPTH30JIa WIIM KOPTUKOCTepoHa). J{Js aHanm3a (pepMEHTATHBHOMN aKTHBHOCTH KIICTKU BBICEBAIU Ha 96-
JYHOYHBIE IJIAHIICTH ¥ MHKYOHPOBAJIM B TeucHHE 16 4. 3aTeM aMKBOTY CyNEepHATAHTA TICPCHOCHIIN U aHAIH-
3UPOBAIM HAa KOHIICHTPAIMIO OKumaemMoro mnpoaykra (anpaocrepona st CYP11B2; koptuzona mins CYP11B1).
KoHIeHTpanmuu 3THX CTEpOHIOB MOTYT OBITH OIpENeNeHbl ¢ ncnoiib3oBanneM aHanmn3oB HTRF ot ¢upwmsr Cis-
Bio, ¢ TOMOIIBIO KOTOPBIX OMPEIEISIOT JINO0 aJTbIOCTEPOH, JTHO0 KOPTHU3OJL.

WurnbupoBanue BBICBOOOXKACHUS NMPOIYLHHUPYEMBIX CTEPOHIOB MOXKHO HCIIONB30BaTh B Ka4eCTBE MEPHI
MHTUOMPOBAaHUS COOTBETCTBYIOIIETO (PepMEHTA TECTHPYEMBIMHA COSAWHEHISIMH, T00aBICHHBIMU BO BpeMs Kie-
TOYHOTO aHanu3a (pepmenta. J[o303aBrcuMOe HHTHOMpPOBaHNE (DEPMEHTATHBHON aKTHBHOCTH COCIMHCHHUEM BBI-
YHUCIISIOT C MMOMOIIBI0 HAHECCHHS Ha TpaUK KOHIICHTPAIMH JOOaBJICHHOTO HHTHOUTOpPA (TI0 OCH X) MPOTHB H3-
MEpPEHHOT'O YPOBHS CTEPOHMIA/TIPOAYKTA (10 OCH y). 3aTeM MHIMOMPOBaHNE BBIYHCIIOT MyTEM NPHUBEACHUS He-
00pabOTaHHBIX TOUCYHBIX JAHHBIX B COOTBETCTBHUE CO CIEYIOIICH 4-TapaMeTpuiecKoil CHTMOMIHOH QyHKIneH
(Mmogenms Morgan-Mercer-Flodin (MMF)), ucnionb3yst METOI HAMMEHBIIIUX KBAIPATOB:

=AB+C'XD
B+x?

rae A mpeactaBisieT co00i MakCUMalIbHOE 3HadeHue y, B mpencraBiseT coboii koadumment ECs,, onpe-
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JIeTICHHBIH ¢ ncronb3oBanreM nporpammel XLFit, C npencrasiser coboif MUHUMalIbHOE 3HaueHue y, 1 D npen-
CTaBJIsIeT cO0OH 3HaYEHUE HAKIIOHA.

MakcumanbHOE 3Ha4€HHE A COOTBETCTBYET KOJIMYECTBY CTEPOHA, IPOLYLHPYEMOMY B OTCYTCTBUE MHIH-
outopa, 3HadeHre C COOTBETCTBYET KOJWYECTBY CTEpPOHJA, OOHAPY)KHBAEMOMY MPHU TOJTHOM HWHTHOHUPOBAHUHU
(dbepmenra.

3nauenus ECsy 11 coeanHEeHNH, 3asBIEHHBIX B JaHHOM N300PETEHUH, TECTHPOBAIIN C TOMOIIBIO PACKPHI-
TOH cucteMbl aHanu3a Ha ocHoBe G402. ®epmenTatuBHyt0 akTHBHOCTL Cypl1B2 TecTrpoBanu B MpuUCyTCTBUH |
MKM  [I€30KCHKOPTUKOCTEPOHA M BapbUPYIOUINX KOJIMYECTB HHIMOMTOPOB; (DEPMEHTAaTUBHYIO aKTHBHOCTD
Cypl1B1 rectupoBanu B npucyTcTBuU | MKM NI€30KCHKOPTH3051a U BAPbUPYIONIMX KOJINYECTB HHIMOUTOPOB.

ECso ECso ECso ECso
CYP11B2 | CYP11B1 CYP11B2 | CYP11B1
Mpumep Mpvmep
YeroBeka | 4yernoBseka yenoBeka | 4enoseka
MKkM MkM MkM MkM
1 0,0860 4,6072 10 0,0260 0,8220
2 0,4421 7,3919 11 0,0127 0,2566
3 0,0965 3,721 12 0,0357 0,1177
4 0,0671 1,2377 13 0,0543 0,8652
5 0,0925 4,2705 14 0,0550 1,0961
6 0,0300 1,2079 15 0,0682 0,9130
7 0,0779 0,7042 16 0,0193 0,1262
8 0,0449 0,8072 17 0,5967 14,0208
9 0,1170 4,7416 18 0,0586 0,5071
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19 0,0603 0,1984
20 0,0859 1,0495
21 0,0415 0,2632
22 0,0557 0,5168
23 0,0640 0,5714
24 0,0056 0,0214
25 0,4010

26 0,3214 8,1518
27 0,0753 0,7309
37 0,0092 0,1494
38 1,0661 8,3906
39 1,0940 10,0398
40 1,6796 10,4624
41 3,7521 6,0795
42 0,3269 7,8639
43 0,3724

44 5,9322 16,9135
45 0,2953
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28 0,1035 0,7566

29 0,3184 12,9186
30 0,7512 2,0686

31 0,0502 0,3283

32 0,0468 0,5139

33 0,2100 0,4847

34 0,0316 0,2873

35 0,0188 0,1462

36 0,0140 0,1881

46 0,6978 13,8752
47 1,0252 23,2395
48 0,1413 1,10582

49 0,0496 0,1880
50 1,5035

51 2,6789

52 0,3822 2,4620
53 0,1204 10,7585
54 0,2121




55 0,3429 9,8504
56 0,2968 13,7841
57 1,2847 7,9991

58 2,0592

59 0,0081 0,1354

60 0,0707 0,7938

61 2,8309

62 0,9355

63 0,4479 4,4257

73 0,0135 0,2514
74 0,4490

75 0,1657 2,7583

76 0,4921 13,8461
77 0,6653 12,7918
78 0,7612 1,4503

79 0,0051 0,0340

80 0,0047 0,0581

81 0,1781 2,3633
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64 0,1268 6,3126
65 0,0973 2,3468
66 0,0069 0,0697
67 0,1021 1,2006
68 0,0067 0,1566
69 0,1537 7,5432
70 0,4595 0,3919
71 0,0002 1,5795
72 0,5883 16,4938
82 0,0789 0,5968
83 0,5896 15,7133
84 0,2251 4,8264
85 0,0596 2,8554
86 0,3767 77744
87 0,2507 9,3698
88 0,7614

89 0,2715 16,8487
90 1,2312




91 0,3949

92 0,2682 11,3701
93 0,7752 14,0060
94 2,0631

95 0,3272 10,2668
96 0,0458 0,5326

97 0,0169 0,2202

98 0,2274 6,8266

99 0,9008 7,2722

109 0,2288 1,3489
110 0,1845 1,2775

111 0,0642 0,9228

112 0,6742 11,9975
113 0,3419 1,3593

114 0,4240 12,7810
115 0,6825 13,5418
116 0,1322 5,1321

117 0,1267 0,8941
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100 0,0172 0,4853
101 0,1042 3,5415
102 1,5376

103 0,5639 10,9865
104 2,3394 59,7842
105 0,3817 4,4881
106 0,5158 8,5638
107 0,0835 0,7696
108 0,1626 9,7819
118 0,1229 1,2484
119 0,7219

120 0,0247 0,2073
121 0,0071 0,0390
122 0,0423 0,1802
123 0,1220 7,7317
124 1,0695 0,2249
125 0,1213 3,3410
126 0,0379 3,5625




127 0,0545 0,2657
128 0,1077 4,2761
129 0,0636 3,1638
130 0,0155 0,2398
131 0,0119 0,2635
132 0,0378 0,5266
133 0,0986 1,3716
134 0,0186 0,4243
135 0,0931 0,5232
145 1,4972 1,8956
146 0,0398 0,1142
147 0,0367 0,2470
148 0,0451 0,1391
149 0,1262 1,9169
150 0,2266 5,3241
151 0,1005 3,9244
152 0,2946 11,5673
153 0,3021 14,9952
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136 0,1022 2,6575
137 0,0101 0,1082
138 0,0162 0,1928
139 0,9532 11,1720
140 0,0118 0,0704
141 0,0405 1,3088
142 0,0802 0,9809
143 0,2579 4,4495
144 0,0237 0,1400
154 0,0747 0,1929
155 0,1315 4,0942
156 0,0439 0,3369
157 0,3520 11,1514
158 0,1823 6,0298
159 0,2090 4,4617
160 0,0361 0,4182
161 0,1014 0,3410
162 0,1866 2,0029




163 0,2155 3,3596
164 0,1409 0,8618
165 0,0035 0,0604
166 0,0141 0,0963
167 0,0479 0,1681
168 0,0034 0,0475
169 0,0052 0,0381
170 0,0035 0,0146
171 0,0172 0,0889
181 0,2168 1,9663
182 0,0275 0,3060
183 0,0299 0,3853
184 0,0177 0,2712
185 0,0660 0,6732
186 0,0232 0,2107
187 0,1368 2,2324
188 0,2275 4,1486
189 0,0553 0,7099
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172 0,0223 0,1441
173 0,3340 12,2938
174 0,0258 0,2112
175 0,1051 0,6564
176 0,0098 0,0578
177 0,4116 6,3108
178 0,0542 0,4797
179 0,6196 7,7205
180 0,1233 0,8017
190 0,3279 7,3219
191 0,3944 8,5507
192 2,2023 10,3297
193 0,0201 0,2168
194 0,0203 0,2243
195 0,0373 0,4865
196 0,1775 1,0297
197 0,0468 0,5554
198 2,4539 0,9902




199 0,1037 0,2818
200 0,0325 0,3146
201 0,0304 0,2932

202 0,0853 0,4734
203 0,0224 0,2123
204 0,0408 0,9002

205 0,0005 0,0006
2086 0,0017 0,0068
207 0,0028 0,0182

217 0,0920 0,8026
218 1,5500 14,2551
219 2,2159 17,5743
220 1,0754

221 2,1615 10,1235
222 0,0803 0,3426

223 0,1155 1,4171

224 0,0372 0,2932

225 2,5506
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208 0,0021 0,0189
209 0,0009 0,0147
210 0,0186 0,1298
211 0,0044 0,0532
212 0,0084 0,0816
213 0,0391 0,2781
214 0,0636 0,3003
215 0,0296 0,1368
216 0,0381 0,3639
226 0,0534 3,4026
227 4,2089

228 0,2634 12,3727
229 0,2038 0,7447
230 0,0070 0,1495
231 0,0233 0,4686
232 0,0266 1,3509
233 0,2705 21,5699
234 0,0445 1,5779




235 0,0227 0,2211

236 0,1334 4,3865

237 0,2044 3,6068

238 0,1044 5,872

239 0,0105 0,0900

240 0,1148 3,2729

241 0,5820

242 0,0256 0,2062

243 0,2678 3,3424

253 0,5808 10,0383
254 2,1317 32,5224
255 2,8003 7,6090

256 0,7744

257 0,0113 0,0954

258 0,0037 0,0418

259 0,0122 0,0738

260 0,4711 0,3450

261 0,0267 0,1052
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244 1,8627 4,6905
245 0,0011 0,0257
246 0,1023 0,5463
247 4,5758 7,4708
248 2,6463
249 3,2181 7,6048
250 4,4379 12,3402
251 5,8839 15,8337
252 9,7643
0,2721
262 0,0141 0,3002
263 0,4910 4,9268
264 0,8428 4,1868
265 0,4373 5,0201
266 0,0444 0,2756
267 1,6052 11,2653
268 1,6485 14,1758
269 0,0462 0,4253
270 0,0083 0,0279




271 0,0248 0,2512
272 0,0604 0,2099
273 0,0640 0,4487
274 0,1275 1,0511
275 0,7311 7,8164
276 0,2837 2,0297
277 0,0641 0,1634
278 0,0061 0,0344
279 0,6004 11,1051
288 0,539 8,8668
289 0,0706 0,1856
290 0,1012 3,91
291 0,0032 0,1218
292 0,5152 36,2254
293 0,0164 0,2848
294 0,2042 9,8508
295 0,0488 0,8488
296 0,1316 4,4957
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280 1,7985

281 0,0004 0,003
282 0,0429 0,4748
283 0,0667 0,6328
284 0,0205 0,2494
285 0,0076 0,3556
286 0,2655 3,0382
287 0,5546 6,4082
297 0,2072 12,784
298 0,1747 13,7042
299 0,7869 48,5358
300 0,2161 14,2793
301 0,1606 32,5099
302 0,0932 5,1857
303 0,0936 12,5809
304 0,0024 0,0781
305 0,0054 0,8598




306 0,0058 0,1138
307 0,3892 15,4452
308 0,3805 26,3474
309 0,016 2,4468
310 0,0165 3,0684
311 0,8134 6,4778
312 0,0482 4,008
313 0,1184 3,5436
314 0,0282 5,2254
324 2,8107

325 0,0592 4,4874
326 1,8693 6,6127
327 1,3648 10,6987
328 0,1731 18,44
329 6,0154 11,9661
330 >30

331 4,3466 35,0631
332 14,7777

035454

-56 -

315 1,0508 31,0217
316 0,0402 1,831
317 0,1088 26377
318 >30

319 0,1089 5,1301
320 8,0313

321 0,0556 3,995
322 5,1407 39,6231
323 0,0442 2,3486
333 0,0958 5,2386
334 0,3831 34,5562
335 13,8179

336 0,9489 29,9696
337 24,2997

338 >30

339 0,0545 7,9851
340 0,0883 14,1639
341 0,0321 1,6765




342 0,0151 0,0947
343 0,1338 4,688

344 0,0312 1,5032
345 0,0494 2,003

346 0,0263 2,571

347 0,162 22,9422
348 2,8265 36,9471
349 0,9822 15,1179
350 0,0594 3,6822
360 0,8527 16,1218
361 0,0656 9,4139
362 0,0532 6,0869
363 0,1707 2,3291

364 0,1303 5,5675
365 0,3368 15,9004
366 0,0044 0,082

367 0,0621 5,2403
368 0,0121 0,7227

035454

-57 -

351 3,6617

352 0,0965 39,4185
353 0,3963 16,1819
354 0,0122 0,3454
355 0,0153 8,1702
356 2,0005 0,7368
357 0,0982 3,224
358 0,005 0,4326
359 0,006 0,4113
369 0,0403 12,4126
370 0,1955

371 4,2585

372 0,1 22,847
373 >30

374 0,3541

375 5,6207

376 0,026 7,9592
377 0,0034 0,4478




378 0,2125 14,6493
379 0,0258 0,3698
380 0,0366 2,4244
381 0,0034 0,1379
382 0,0339 1,5202
383 0,021 0,7714
384 0,024 3,1595
385 0,8927

386 0,006 0,4181
396 0,2065 5,251
397 0,2819 7,9485
398 0,2809 2,3021
399 0,3133 11,2522
400 0,0589 2,7442
401 0,3602 9,105
402 0,0342 2,2146
403 0,0317 1,9302
404 0,2977 5,4805
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387 0,0922 2,8398
388 0,2717 3,9689
389 0,1154 2,9541
390 0,3159 5,4731
391 0,0297 1,452
392 0,0092 0,3266
393 0,2654 8,4296
394 0,0456 2,924
395 0,008 0,679
405 0,5464 35,1743
406 0,1651 3,1455
407 0,9865 20,6904
408 0,9228 14,2627
409 0,0069 0,4291
410 0,0165 1,7304
411 0,0196 0,772
412 0,0466 1,6678
413 0,0207 0,8128




414 0,0302 2,0382
415 0,0055 0,4838
416 0,006 0,7234
417 0,2243 9,0943
418 0,004 0,062
419 0,0091 0,122
420 0,0274 0,281
421 0,0007 0,0324
422 0,1544 11,0996
432 0,0222 1,4548
433 0,0143 1,313
434 0,0066 0,2277
435 0,0088 0,256
436 0,0058 0,1582
437 0,0776 1,6426
438 0,0038 0,202
439 0,1189 6,9015
440 0,0176 1,2703
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423 0,0837 1,0188
424 0,0062 0,1405
425 0,0562 1,2703
426 0,0121 0,5715
427 0,0024 0,0472
428 0,02 0,1054
429 0,0043 0,0577
430 0,0069 0,7375
431 0,0444 0,9117
441 0,0166 0,9878
442 0,0056 0,4274
443 0,009 1,175

444 0,0084 0,5143
445 0,0074 0,9144
446 0,1852 0,2628
447 0,0019 0,2332
448 0,0212 1,9778
449 0,0028 0,2347
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450 0,1219 20,1047 459 0,0056 0,5941
451 0,0389 5,3319 460 0,0123 0,5161
452 0,0268 1,7391 461 0,004 0,3608
453 0,0051 0,8761 462 0,0326 0,7196
454 0,0066 0,062 463 0,0471 0,9322
455 0,0086 0,7169 464 0,0028 1,6504
456 0,0012 0,1056 465 0,0669 2,2689
457 0,0018 0,2975 466 0,4666 21,2595
458 0,0017 0,3511 467 0,0288 2,1821
468 0,0528 2,6647

Coenunenns Gopmyinsl (1) 1 ux dapManeBTHICCKH TPUSMIIEMBIC COJIH, PACKPBITHIC B HACTOSIIEM H300pe-
Tenuu, umeroT 3HaueHus: ECsy (CYP11B2), cocrapnstoniue ot 0,000001 no 1000 MKkM, KOHKpETHBIE COEAMHE-
Hus uMeroT 3HaueHust ECsy (CYP11B2), cocrapnstomume ot 0,00005 o 500 MkM, MOMONHUTEIBHEIE KOHKPET-
HBIe coeauHeHus nMetoT 3HaueHus: ECsy (CYP11B2), cocraBmstromue ot 0,0005 1o 50 MxM, 6ojee KOHKpETHBIE
coenuHeHust nMeroT 3HaueHus ECsy (CYP11B2), cocrapnstontie ot 0,0005 10 5 MkM. DTH pe3yibTaThl MOTy-
YEeHBI IIyTEeM HCTIOJIb30BaHMS PACKPHITOTO (hePMEHTATHBHOTO aHAJN3A.

Coenunennst hopmynsl (1) 1 ux papmareBTHIECKH MPUEMIIEMBIE COJTM MOXHO TIPUMEHSTH B KaUeCTBE Jie-
KapCTBEHHBIX CpeACTB (Hampumep, B Gpopme hapMareBTHUESCKUX MpenaparoB). DTH (apMarieBTHUIECKHE Mpera-
paThl MOXHO BBOJIUTH BHYTPb, KaK, HaIpUMep, MEPOpaIbHO (Hampumep, B hopme TabIeToK, TabIeTOK ¢ TOKPHI-
THEM, JIpake, TBEPABIX M MATKHUX KEJIATHHOBBIX KaIICYJN, paCTBOPOB, IMYIIbCHI WM CYCIIEH3UH), Ha3aJdbHO (Ha-
npuMep, B popMe HazalbHBIX CIpPEEB) WK PEKTANBHO (HampuMmep, B Gopme cymmo3utopues). Tem He MeHee,
BBEJICHUEC MOYKHO TaKX€ BBINIOJHATH MapEeHTEPAIBHO, KaK, HAPUMEp, BHYTPUMBIIICYHO WM BHYTPUBEHHO (Ha-
npuMep, B popMe HHBEKIIMOHHBIX PACTBOPOB).

Coenunenust popmyisl (I) 1 ux GapmareBTHUECKH MpUEMIIEMbIE COJIM MOKHO 00padaThiBaTh (hapMmares-
TUYECKUA WHEPTHBIMH, HEOPTAHUYCCKUMU WJIM OPTaHUYCCKUMU aIbIOBAHTAMHU JJIS MOJTyYeHHs TabJIeTOK, Tabie-
TOK C TIOKPBITHEM, JPa)Xe W TBEPJIBIX KEITATUHOBBIX Karcyil. JIakTo3y, KYKypy3HBIH Kpaxmal WK €ro HpOH3-
BOJIHBIC, TAJBK, CTCAPUHOBYIO KHCJIOTY MJIM €€ COJH H T.JI. MOKHO HCIIOJIB30BaTh, HAIIPUMED, B KAUECTBE TaKMX
aIBIOBAHTOB JJIS TAOJIETOK, APake M TBEPIBIX KEJIATHHOBBIX KaIICyII.

[NomxomamMu agbIOBaHTAMH U MATKHX JKEJIAaTHHOBBIX KaIlCyJl SIBISTIOTCS,, HAIIPUMEpP, PACTUTEIHHEIC
Maciia, BOCKH, KHPHI, TTOIYTBEPAbIC BEIIECTBA M KUAKHUE TIOJTHOJBI U T.1.

[NomxomammMu axbIOBaHTaMH JUTA TIOJXYYECHUS PACTBOPOB M CHPOIIOB SIBILIIOTCS, HAIIPUMEp, BOJA, TIOIHO-
JIBI, caxapo3a, MHBEPTHEIH caxap, TJII0K03a U T.1I.

[MomxoxsmuMu abIOBAaHTAMHU IJI1 HHBCKIIMOHHBIX PACTBOPOB SIBISIOTCS, HAIPUMEpP, BOJA, CIUPTEHI, IO-
JIVOJIBI, TIUICPUH, PACTUTEIBHBIC MACIIa | T.JI.

[MomxoasamuMu aabOBaHTAMU JUI CYIMIIO3UTOPUEB SBISIOTCS, HAPUMEP, HATYPaJIbHBIC U OTBEPKICH-
HBIC Macja, BOCKH, )KUPBI, TOJyTBEPAbIC WX YKUJKUC ITOTUOIBI U T.JI.

Kpowme Toro, hapmaneBTHYECKUE TIPEHapaThl MOTYT COJCPKATh KOHCEPBAHTHI, COFOOMIN3aTOPHI, BEIIECT-
Ba, YBEJIMYNBAIOIINE BSI3KOCTh, CTAOMIM3aTOPHI, YBIAKHSIIOIINE areHTHl, YMYJIbraTOPhI, MOJACIACTUTENN, KPacH-
TENH, KOPPUTEHTHI, COJH JJISl BaphbHPOBAHUS OCMOTHYECKOTO JABJICHHUS, Oy(hepbl, MAaCKHPYIONINE areHTHl WIIH
AHTHOKCHAAHTH. OHU MOTYT TakXXe JOIMOJHUTEIBHO COIePKaTh JPYrue TePareBTHUECKHU [IEHHBIE BEIIECTBA.

Jlo3mpoBKa MOKET BapbHPOBaTh B IIMPOKUX IIpenenax M OyneT, KOHEYHO, Mmofo0paHa B COOTBETCTBHH C
WHAWBUAYAIBHBIMA TOTPEOHOCTSMH B Ka)KIOM KOHKpETHOM ciydae. Kak mpaBmio, B ciiydae IepopaibHOTO
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BBCJICHUS 11€JIeCO00pa3HO OyIeT CyTOYHas JO3MPOBKA, COCTABIsIONMAs mpuodamsureiapao ot 0,1 go 20 mr Ha 1
KT MaccCHl Telia, IPEANOYTHUTEIBHO MpHOIM3uTeNbHO OT 0,5 10 4 Mr Ha 1 KT Macchl Tena (HampuMmep, MpHOIH3H-
teapbHO 300 MT Ha YenmoBeKa), MPEANOYTUTEIHHO pa3iesieHHas Ha 1-3 WHAMBUAYATbHBIE H03bI, KOTOPHIE MOTYT
COCTOSATH, HAIPUMEP, U3 OJUHAKOBBIX KOJMUYECTB. TeM HE MeHee, MOHATHO, YTO MPHUBEICHHBII BEIIMIE BEPXHUN
Tpezes MOKET OBITh MPEBBIIICH, KOTAa 3TO TIOKA3aHo.

Coenunennst hopmyisl (1) wn ux dhapmareBTHUECKH TPUEMIIEMbIE COJIM MOYKHO TIPUMEHSTE ISl JICUSHUS
W TIPOPUIIAKTHKY 3a00JIeBaHNH, OTIOCPEOBAHHBIX aTbJOCTCPOHOM.

Coenunennst popmyasl (1) wim ux GpapManeBTHIECKH IPUEMIIEMbIE COJIH, PACKPBITHIC B TaHHOM H300peTe-
HuH, sBistoress nuarnoutopamu CYP11B2. Coenunenus ¢popmyis (1) mimm ux dapmaneBTHYECKH TPHEMIIEMBIE
COJIM, PacKpHBITHIE B JaHHOU paboTe, TakkKe NpOosBILSIOT pasanyHoe naruduposanne CYP11B1. Otu coenunenus
MOXHO NpUMEHATH 111 nHruouposanus CYP11B2 B xomOuHanuu ¢ pasnuunsiM uHrunoupoBanuem CYP11B1.
Takue coeTMHEHUS MOXHO IPUMCHSTH JJIS JICYCHHUS MU MPO(UIAKTHKHA COCTOSIHUMN, IPU KOTOPBIX MPOSBIACTCS
U30BITOYHOC TIPOTYIIUPOBAHIE/U30BITOYHBIC YPOBHH KOPTH30JIa FITH H30BITOYHBIC YPOBHH KaK KOPTH30Ja, TaK U
aNBJOCTepOHa (Hampumep, cuHapoMa KyiuHra, TanueHTOB ¢ 0’KOTOBBIMU TPaBMaMHU, JACTIPECCUH, TIOCTTPaBMa-
THYECKHUX CTPECCOBBIX PACCTPOMCTB, XPOHHMUECKOTO CTpecca, KOPTUKOTPO(DHBIX ageHoM, 3aboneBanns KymunH-
ra).

Coenunennst hopmyisl (1) wn ux dhapmareBTHUECKH TPUEMIIEMbIE COJTM MOYKHO TIPUMEHSTE ISl JICUSHUS
WA TPOPIIAKTHKH CEPACYHO-COCYAMCTHIX COCTOSHHM (BKJIIOYAs THICPTEH3UIO M CEPACYHYI0 HEI0CTaTOU-
HOCTB), COCYIHUCTBIX COCTOSIHHM, SHIOTEIHAIbHON AMCPYHKIHNH, OapopenenTOpHON AUCOYHKIMH, MTOYSUHBIX
COCTOSTHUH, TTEYCHOYHBIX COCTOSHUH, (puOpOTHIeCKHX 3a00JIeBaHUH, BOCHAIUTEIHHBIX COCTOSHUN, pETHHOIIA-
TUU, HEHpOmaTuu (Takoi Kak mepudepuueckas HelponaTus), 00U, HHCYTUHOIATHH, OTCKa, OTCYHBIX COCTOSI-
HHH, IETIPECCHH ¥ TOMY TOZ00HOTO.

CepeyHO-COCYIUCTBIE COCTOSIHUS BKJIIOYAIOT 3aCTOWHYIO CEp/ICUHYI0 HEIOCTATOYHOCTh, KOPOHAPHYIO 0O0-
JIe3Hb Cep/la, apuTMHUI0, GUOPIILIINNIO MTPEACepAUi, TOBPEXKICHNS CepAla, CHIKEHHYIO (ppakuuio n3rHaHus,
JIMACTOJIMYECKYIO ¥ CUCTOJIMUYECKYIO TUCYHKINIO cepia, GHOPUHOMIHBIN HEKPO3 KOPOHAPHBIX apTepuii, Huo-
po3 cepima, THIEPTPOPUUECKYI0 KapAHOMHUOINATHIO, HAPYIICHHYIO HOATINBOCTh apTEPHAIBHBIX CTEHOK, Ha-
PYIICHHOE OHACTOIMYECKOE HAIOIHEHUE, WIIEMHUI0, THIEPTPO(HUIO JIEBOTO JKEIymodka, (uOpo3 MHOKapia |
coCyIOoB, HH(APKT MHOKAapAa, HEKPOTHUECKHE TTOBPEKICHISI MUOKap/a, CepAeUHbIe apUTMHUH, IPEJOTBPAICHIE
BHE3AITHOH CEepIIeYHOI CMEPTH, PECTEHO3, yaap, MOBPEKICHUE COCYIOB.

[Toueunsle COCTOSHUS BKIIOYAIOT OCTPYIO M XPOHHYECKYIO MOYEYHYIO HEIOCTaTOYHOCTH, HE(QPOIATHIO,
nmoyeyHoe 3aboyieBaHNEe KOHEYHOH CTaanH, OHa0CTHUYECKylo He(pomaTHIO, CHIDKCHHBIH KIMpEHC KpeaTWHHHA,
CHIDKEHHYIO CKOPOCTh KJIYOOYKOBOW (DMIIBTPALIUU, PACIIUPEHHUE CETYATOTO ME3aHTHALHOTO MAaTPHKCa CO 3Ha-
YUTEIBHBIM COACPIKaHUEM WU 0€3 3HAYUTEIBHOTO COJCPKAHUS MAPECHXUMATO3HBIX KIETOK, 04aroBbIil TpOMOO03
KITyOOYKOBBIX KaMWUIIPOB, TIO0ATBHBIN (PUOPHHOMIHBIA PECTCHO3, MIIOMEPYIOCKICPO3, HIIEMUYECKHE TTOBPE-
JKJICHUS, 3JI0KAYECTBEHHBIA HEe(PPOCKIepo3 (Takod Kak HIIEeMHYECKas PETPAKIHs, MUKPOATbOYMHUHYPHS, TPO-
TEUHYpHsI, CHIDKEHHOE KPOBOOOpAIIICHHE MTOYCK, [TOYCHHAs apTepHoNaThs, HabyXaHue U mposudepais HHTpa-
KaWUBIPHBIX (9HIOTEINATBHBIX W ME3aHTHANBHBIX) W/WIIN JKCTPAKAMMUIAPHBIX KICTOK (CEpHOBUIHBIX Kie-
TOK).

[TodeuHble COCTOSIHUS TaKXKe BKIIOYAIOT TJIIOMEPYIOHEPPHT (Takoi Kak AUGy3HBIN nposrdepaTuBHBIH,
(hokanpHBIN MPOMQEpaTUBHBIN, Me3aHTHANBHBIA TponH(epaTUBHBIA, MeMOpaHoTpo(epaTUBHBIN, MeMOpa-
HO3HBIA TJIOMEPYIOHE(PPUT MUHHUMAIBHBIX W3MEHEHWH), BONYAHOYHBIA HE(QpPHUT, HEMMMYHHbIC aHOMalIHu Oa-
3JIbHOM MeMOpaHbl (Takue Kak CHHIAPOM AJbIopTa), Gudpo3 U TIoMepyIoCKIepo3 MOYKH (TaKol KakK y3eIKo-
BBII WX OOIIUH U (POKATEHO-CETMEHTAPHBIH TITOMEPYIOCKIEPO3).

[levyeHOYHBIE COCTOSIHUS BKIIIOYAIOT, HO HE OTPAHUYCHBI MMM, CTEaTO3 MEUYCHHU, HEATKOTOJIBHEIN cTeaTore-
MaTUT, IUPPO3 NEYECHH, ACIUTHI IIEYEHH, 3aCTOWHYIO TeTaToNaTHIO U TOMY IOJI00HOE.

CocynucTeie COCTOSHUS BKIIIOYAIOT, HO HE OIPaHHYEHBI UMK, TPOMOOTHYECKOE COCYAUCTOE 3a00JIeBaHUE
(Takoe KaK MPHUCTCHOYHBIA (UOPHMHOUIHBIA HEKPO3, SKCTpaBasalusi U (GparMeHTALUs SPUTPOIUTOB U JIFOMH-
HAIILHBIA W/WIN MPUCTEHOYHBIH TPOMO03), MpoiuepaTHBHYIO apTepPHONaTHIO (TaKyH KaK HAOYXIIHEe MHOMH-
TUMAaJIbHBIE KJIETKH, OKPYKCHHBIE MYIIMHO3HBIM BHEKJIETOYHBIM MAaTPUKCOM, M y3JI0BaTOE YTOJIICHHE), aTepo-
CKJIEPO3, CHIDKEHHYIO MOJATINBOCTh CTEHOK COCYOB (TaKylo KaK PUTHIHOCTH, CHIDKEHHAS ITONATIMBOCTH JKe-
JyJOYKOB U CHIIKCHHAS TIOAATIMBOCTD CTEHOK COCY/IOB), SHAOTEIHAIBHYIO TUCHYHKIMIO ¥ TOMY OJ00HOE.

BocnanurenpHbIE COCTOSHIS BKITIOUAIOT, HO HE OTPaHWYCHBI MU, apTPUT (HampuMep, OCTEO0apTPHUT), BOC-
MaTUTEeNbHBIC 3a00JIeBaHMS IbIXaTEIBHBIX IMyTeH (HAIpHUMep, XPOHHYECKYI0 OOCTPYKTHBHYIO OOJIE3HB JIETKHX
(XOBJI)) u Tomy mogoOHOE.

Bonp BKITIOYaeT, HO HE OTpaHUYCHA €10, OCTPYIO 00JIb, XPOHUIECKYIO 00JIb (HAIPUMED, apTPAJITHIO) U TOMY
nogo6Hoe.

OTek BKJIFOYACT, HO HE OTPaHUYCH MM, OTEK Mepru)epHIecKOil TKaHH, 3aCTONHYIO TeIaTONATHIO, ACIUTHI
TICUCHU, CCIIC3CHOYHBIH 3aCTOM, 3aCTOM BIXaTEIbHBIX MYyTEH WM JETKUX U TOMY TOIO00HOE.

WucynuHOMATHH BKJIFOYAIOT, HO HE OTPaHHYCHBI UMH, PE3UCTEHTHOCTh K HHCYJIUHY, CaXapHBId qHa0eT TH-
na I, caxapubeiii quaber Tuma II, YyBCTBUTEIBHOCTH K TIIFOKO3€, MPEINHA0CTUUCCKOE COCTOSHUE, MPEIInaleT,
cuHApoM X B TOMY TOJ00HOE.

dubporryeckre 3a00JI€BaHUs BKIIOYAIOT, HO HE OTpaHIYEHbI UMH, PrOpPO3 MUOKap/a U WHTPAPEHAIbHBII
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(ubpo3, peHaNBHbIH HHTEPCTUIHANBHBIN (rOpo3 1 Grudpo3 neyeHu.

Kpowme Toro, coenuaenus, nmeromtre Gopmyiy (1), wau ux GpapmareBTHICCKH TPUEMIICMBIE COJH, PACKPHI-
ThIe B HACTOSIIEM H300pPETEHHH, MOXXHO TAKKe NPUMEHSTH Ui JICUCHUs] WM MPOQPHIAKTUKU CEepAedHO-
COCYIMCTOTO COCTOSIHUS, BBIOPAHHOTO M3 TPYIIIIBI, COCTOSIIEH 13 THIIEPTEH3HUH, CEPJCYHOM HETOCTATOYHOCTH (B
YaCTHOCTH, CEPJCYHOI HEIOCTATOUYHOCTH Nociie HH(papKTa MHOKapaa), THOepTPOdUH JICBOTO KEIyA0uKa U yaa-
pa.

B nmpyrom BomIiomeHHH W300pETeHHs CeplIeuHO-COCYIUCTOE COCTOSIHUE IMPEACTABISIET cOOOW THIIepTEH-
3HI0.

B KOHKpeTHOM BOIUIOIICHUH M300PETEHUs CEPlIeUHO-COCYINCTOE COCTOSIHUE MPEICTABISIET cO00H ycTOM-
YUBYIO K JICUCHHIO THIICPTEH3UIO.

B npyrom BorutomeHnu n300peTEHUs CEPACIHO-COCYANCTOE COCTOSHHUE IPEACTABISICT COOO0H CepAeUHYIO
HEJIOCTaTOYHOCTb.

B npyrom BormiomeHnn U300peTEeHHs CepAeYHO-COCYIUCTOE COCTOSHHE MPEACTAaBIseT COOOH THIepTpo-
(uro JeBOTO XKerynoUKa.

B apyrom BOIJIOIIEHHH M300pETEHHsI CEPIEUHO-COCYIUCTOE COCTOSIHUE MPEJCTAaBIsET CO00 3acTOiHYO
Cep/ICUHYI0 HEJOCTATOUYHOCTb, O0Jiee KOHKPETHO Y MAIMEHTOB C COXPaHEHHOH ()pakiuell U3rHaHHs JICBOTO Ke-
JTyA0UKa.

B apyrom BOIUIONIEHUH HU300PETEHUS CEPICYHO-COCYIICTOE COCTOSIHIE TIPEICTABIIET cOOOU yaap.

B npyrom Borutomenun nzodperenus coeauaenns Gopmynsl (I) wm ux papmareBTHUIECKH MpUEMIIEeMbIe
COJIM MO>KHO TIPUMEHSITh JIJIsL JISICHUSI WIIN MTPOPHIAKTHKU MTOYSUHOTO COCTOSHHS.

B npyrom BorutomeHnu n300peTeHuns MOYeyHOe COCTOSTHHE TIPECTABISIET OO0 HedpomaTuio.

B npyrom BomtomeHnu n300peTeHUs MOYEYHOE COCTOSHHE MPECTaBIsIeT CO00M ayTOMMMYHHBIN TJIOMe-
pyJoHedpHUT.

B npyrom BormiommeHn# M300peTeHNsT XpOHUUYECKOe 3a00JIeBaHNE TIOYEK MPECTaBIsieT coboii nuabeTnye-
CKYI0 He(hpOmaTHIO.

B npyrom BormomeHnun n3obpeTeHus: GuOpoTHIECKOoe 3a00ieBaHUE TPEACTABIIeT co00i (HUOPO3 MOUKH
WK cep/Ina.

Coenunennst hopmyisl (1) wu ux dhapmareBTHUECKH TPUEMIIEMbIE COJTM MOYKHO TIPUMEHSTE IS JICUSHUS
WM Ipo(pUIIaKTHKH caxapHoro auadera tuma I1.

Coenunennst hopmyisl (1) wn ux dhapmareBTHUECKH TPUEMIIEMbIE COJTM MOYKHO TIPUMEHSTE TS JICUSHUS
WK PO HIIAaKTUKH caxapHOTo auadera tuma l.

Coenunenns Gopmyisl (1) wmm ux GapMareBTUICCKU MPUEMIIEMBIC COJIM MOKHO TMPUMEHSATH IS JICUCHHUS
WIH TPOQHUIAKTHKY THA0CTHYCCKON PETHHOIATHH.

Jaree n300peTeHNE MPOILTIOCTPUPOBAHO MMPUMEPAMHU, HE UMEIOIIUMH OTPAHHIHBAIOIICTO XapaKTepa.

B cmyyae monydueHus TpenapaTHBHBIX NMPUMEPOB B BHUIE CMECH SHAHTHOMEPOB YUCTHIC IHAHTHOMEPHI
MOJKHO pa3JeiUTh CIIOCO0aMHU, PACKPHITHIMUA B JJAHHOM W300PETEHUH, WM CIIOCOOAMH, U3BECTHBIMU CIICIIHAITH-
CTaM B JJAHHOW 0OJIACTH TEXHUKH, TAKAMU KaK, HAPUMED, XUpaTbHAS XpOMATOrpadusi MM KPUCTAILTH3AIIHS.

OnucaHne NPUMePOB OCYIIECTBJIEHUS H300peTeHUs

Bce npumepbl ¥ MPOMEKYTOUHBIE COSAMHEHUs ObLIM MOJIYYeHbl B aTMocdepe aproHa, eciid He yKa3aHo
HHOE.

[Ipomexyrounoe coequaenue A-1. 6-Xmop-5-¢prop-3,4-murunpo-2H-n30xuHoIMH-1-0H

F
Cl

[A] (3-Xiop-2-pTopdenHmn)meTanon

c OH

K pactBopy 2-¢Top-3-xmopbenzanpaeruaa (4,74 r, 30 mmons) B TT'® (20 mu) nobasmsuin NaBH, (1,48 T,
40 mmodn). [TonydeHHYIO B pe3yibTaTe CMeCh IepeMEeIInBalii IPU KOMHATHOW TeMriepaType B Teuenne 30 MuH,
nociie yero pazbapisuin JIXM. Opranudeckuii Clioil mpoMBIBaIIA BOJOH 1 pacconoM. O0beTnHEHHBIE OpraHrude-
CKH€ CIIOW BHICYIIMBAIN HaJ 0e3BOTHBIM Na,SOy4, GUIBTPOBANTH M KOHIICHTPUPOBAIN B BaKyyMe C TOTydeHUEM
JKEIAeMOT0 MPOyKTa 0€3 MOMOMHUTEIbHOM ouncTku (4,8 T, 100%). MC: 161,0 (M+H)+.
[B] 1-Bpommerni-3-xsop-2-¢hTopOenH3on
F

I
c Br

K pactBopy (3-xmop-2-dpropdenmn)meranona (3,2 r, 20 Mmonb) B JIXM (20 M) mo0aBisuid 1Mo KarwisiM
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PBr; (1 M) mpu 0°C. PeakunoHHyI0 cMech MepeMenInBaii IpyH KOMHAaTHOW TeMIlepaType enie B TedeHue 1 u,
MOCJIe Yero racWiId HachIEeHHBIM BoAHBIM pacTBopoM NaHCO;. Opranndeckuil cioil mMpoMBIBAIN PacCOJIOM,
BBICYIITUBAIH HaJ 6€3BOIHBIM Na,SOy4, GHIBTPOBAIN U KOHIICHTPUPOBAIHN B BAKYyME C ITOJIYICHHUEM KeJIaeMOTO
poIyKTa 6e3 TOTMOTHUTENbHOM ouncTkH (4,1 T, 92%). MC: 223,2 (M+H)".
[C] (3-Xnop-2-dTopdheHnn)aneTOHUTPIIT
F
Cl

s

N

K pactBopy 1-x1mop-3-6pommerin-2-¢pTopdensona (2,22 r, 10 mmons) 8 CH;CN (30 mu) nobaBisiin Tpu-
metwicummnmanny (1,5 ma) u TBAF (1 M B TT'®, 12 mmois, 12 mun). [lonydeHHyIo B pe3yibTaTe peakInoH-
HYIO CMECh HarpeBajH IIpu TeMieparype oopasoBanus ¢uiermsl B Tedenue 30 muH. [locne oxiaxaeHus 10 KoM-
HATHOM TeMIeparypsl JETydHe BEUIECTBAa BBIMAPHUBAIM MPH MOHIKEHHOM AaBiieHHH. OCTaTOK pacupenersuim
Mexay EtOAc m Bomoit. 3aTeM OpraHWYEecKHi CIIOW MPOMBIBAIHM PACCOJIOM, BBICYIIMBAIN Haa OE3BOIHBIM
Na,SO4, GUIBTPOBAIM W KOHIECHTPHPOBATM B Bakyyme. ChIpO MPOIYKT OYHWINAINA KOJOHOYHOH (hidmi-
XpoMmaTorpadueii ¢ omydeHneM CoeMHEHNs, YKa3aHHoTo B 3aronoske (1,48 , 88%). MC: 170,1 (M+H)".

[D] 2-(3-Xm0p-2-pTopdheHun)dTHiIaMuH

F
cl NH

K pacrtBopy (3-xnop-2-dropdenmn)aneronntpuia (1,48 r, 8,8 mmois) B 6e3BogHoM TI'® (20 M) nobas-
JISUTH TI0 KaruisiM pactBop 6opana (20 mi, 1 M B TT'®). [TomydeHHyI0 B pe3yinbTaTe peakiiMOHHYIO0 CMeCh Harpe-
BaJIM [IpU TeMIIepaType oOpa3oBaHus ¢uierMbl B TedeHue 2 4. [locie oxnakaeHus 10 KOMHATHOH TeMIIepaTypbl
nobasnsiin MeOH, u cMech mepeMemuBalid IpU KOMHATHON TeMIiepaType TOTIOTHUTEIBHO B TeueHne 30 MUH.
[Nocne ynaneHus JeTy4uX BELIECTB IIPH MOHMKEHHOM JABJICHUH OBLI ITOJYYeH XKEIAeMBbIi IIPOXYKT, YKa3aHHBIN
B 3aronoske (1,30 T, 90%), B Buge macma. MC: 174,0 (M+H)".

[E] [2-(3-Xnop-2-dropdennn)aTunamMruH |kKapOaMUHOBOW KHUCIOTHI METHIIOBBIH 3P

F
Cl N @]

K pacrBopy 2-(3-xnop-2-proppennmn)armiamuna (1,30 r, 7,9 mmons) B CH,Cl, (25 mir) nobasnsiu o xa-
M Metmwixsopdopmuar (1,04 r, 11 mmons) n Et;N npu 5°C npu sHeprudHOM nepeMemrBaHiy. 3aTeM pac-
TBOp MEpEMEIINBAIN PU KOMHATHOW TeMIeparype B TeueHue | 4. PeakIiMoHHYI0 CMeCh HalMBalIH B JIEISHYIO
Bony (50 mi) n akerparuposamu CH,Cl, (2x25 mir). Opranudeckyro a3y npomsiBaiau H,O (2x25 mit), BeICYIIN-
Baim Hajx Na,SO,, GUIbTpoBaNK M BEIIAPUBAIIH C ITOTyYSCHHEM KOHEYHOTO npoaykTa 6e3 ounctk (1,78 T, 98%).
MC: 232,1 (M+H)".

[F] 6-Xmop-5-dTop-3,4-nurunpo-2H-n30XuHOIMH- 1 -0H

F
Cl

NH
0]

[2-(3-Xmmop-2-dropdernn)rTunamMuH [ KapOaMUHOBOH KHCIOTHI METHIIOBBIA 3dup (890 mr, 3,85 MMmomnb) u
nosupochopHyro KUCIOTY (15 M) A00aBisI B KpYTIIOMOHHYIO KOJI0y Ha 1 1, 000pyIOBaHHYI0 MarHUTHON
MEIIATKOH 1 00paTHBIM XOJIOJMIIBHUKOM. PeakImoHHYI0 CMeCh HarpeBaiu B MacisiHoi Oane mpu 140-160°C B
TEYeHHUe 2 4, MOANCP)KUBasi IPU 3TOM SHEPTUYHOE MIepeMeIInBaHue. 3aTeM PEaKIMOHHON CMECH JaBalld OXJia-
TIUTHCSL IO KOMHATHOH Temmneparypbl u HanuBay B H,O (100 mur). TTocne skerpakmun EtOAc opraHudeckuii
CJIO¥ TIPOMBIBAIT PACCOJIOM, BEICYIIMBAIH Haj 0e3BOAHBIM MgSO,, QHIBTpOBaIM M KOHICHTPUPOBAIH C MOJY-
YCHHUEM JKEJITOBATOTO Macia, KOTOpoe KpHcTawnn3oBaiu u3 Et,O ¢ momydeHHeM COSIMHCHHS, YKa3aHHOTO B
3aroyoBKe, B BUje 6eoro Tepaoro Bemectsa (30 mr, 4%). MC: 200,1 (M+H)".

IIpomexxyrouHoe coequnenue A-2. 6-Xnop-3,4-nuruapo-2H-n3oxuHonus-1-on

cl

NH

o
[A] [2-(3-Xmopdenmn )3T |kapOaMUHOBON KUCTIOTHI METHUIIOBBIH 3(up

OYO\
C|\©/yNH
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[Mpu 0°C wmetmnxnopdpopmuar (4,6 1, 48 MMonp) mobaBisIM MO KamwmsiM K pactBopy 2-(3-
xnopdenmn)tmwiamuna (5,0 r, 32 mmoins) u Et;N (6,4 T, 64 MMons) B IXM (100 mu). [Tocne nobaBneHus cMech
nepeMeIInBaIl IpU KOMHATHOM TeMneparype B Tedenue 0,5 4. OpraHnueckuid cioil mpombiBain Boaoit (3x30
wi), 11. HCI (20 min) u pacconom (30 mir), BeicymmBanu Hajx 6e3BoaHbIM Na,SOy4, GMIBTPOBANIN U KOHLEHTPHU-
poBayii B Bakyyme. [lociie BRICYIIMBaHUS B BaKyyMme TIOJMYYWIIM COEAWHEHHE, YKa3aHHOE B 3aroyioBke (6,49 T,
95%), B Buze Gemoro TBepaoro Bemectsa. MC: 214,1 (M+H").

[B] 6-Xiop-3,4-murunpo-2H-u30xuHoauH- 1 -0H

Cl
T

o

Ion 3ammrort N, cmech [2-(3-XT0pQeHMIT)ITHI |KapOaMUHOBO# KHCIOTHI MeTHiIoBOTO 3¢dupa (5,0 r, 23,4
mmodb) 1 [TOK (monmudochoproii kucnotsl) (20 T) B KpYTIOJOHHON KOJIOEe Ha 250 MIT JHEPTUYHO IEepPEMEIITHBa-
m ipu 120°C B teuenue 2 4. [Tocne oxmnakaeHns 10 KOMHaTHOW TeMIEpaTyphl peakKIHOHHYIO CMech 00padaThI-
BaJIM JIEJSHON BOJOW M BOAHBIM pacTBOPOM aMMuaka ais poseneHus pH mo 8. 3arem cMmech sKkcTparupoBaiu
EtOAc, 1 opraHu4eckuii Cioil MPOMBIBAJIM PaccoiIOM, BeICYIIMBaNM Haj Oe3BoaHbIM Na,SO4 u uibTpoBaiy.
[ocne ynmaneHnst pacTBOPUTENS INMPH MOHIKEHHOM JIABJICHUH IOJYYEHHBIH CHIPOM NMPOIYKT IOMOJHHUTEIHHO
TIPOMBIBAJIN STHIOBEIM (QHPOM C TOTyYeHHEM COCTUHEHNUS, yKa3aHHOTO B 3arojioBke (1,66 r, 39%), B Bune Oe-
noro TBepaoro Bemectsa. MC: 182,0 (M+H").

[Ipomexyrounoe coequHenne A-3-1. 6-Ximop-3-metnn-3,4-auruapo-2H-u30xuHoauH- 1 -0H

Cl

NH

o]
[Ipomexyrounoe coequHenne A-3-2. 8-Ximop-3-metnn-3,4-nuruapo-2H-u3o0xuHoauH- 1 -0H

Crx

cl O

CI\©/\rNH2

K pactBopy 3-xnopOensmnmarnust xiopuga (0,1 moxnp) B 6e3BognoM adupe (100 mi) (momyden u3 3-
xnop6emsumxsopuna (16,1 r, 0,1 moxp) u MaraneBo# crpyxku (2,4 r, 0,1 Monb) B Ge3BoanoM 3¢upe (100 mi))
J00aBISITH 10 KaruisiM Oe3BOIHBIN areToHuTpwia (4,1 r, 0,1 Monp) mpu KOMHaTHOM Temmeparype. Korma peak-
IIMOHHYIO cMech TiepeMenuBau npu 60°C B Teuenue 3 4, ee oxnaxaanu 10 0°C ¢ mocienyronmmM 106aBIeHueM
TI'® (50 mur). 3aTeM B ONMMCAHHYIO BHIIIE PEAKIIMOHHYIO CMECh OCTOPOXKHO JOOABISIIA aIFOMOTHIPHIL JINTHUS
(4,2 1, 0,1 MoJB), M CMECh HarpeBaJIH JI0 TEMIIEPATyphl 00pa3oBaHus ¢uierMbl B TedeHue 3 4. J[s ramenus pe-
aKIIMOHHOW cMecH No0aBIsuH JIeAsHy0 Boay. [locie pacnipenenenus Mexay a¢upom u H,O otaeneHHbIi opra-
HUYECKUH CIIOH MPOMBIBAJIM PaccojoM, BEICYIIMBAIM Haj 0e3BoAHBIM Na,SOy4, GHIIbTpoBaIN M KOHIEHTPHPOBA-
JM B BakyyMe. 3aTeM B pe3yJibTaTe pasJelieHus] KOJIOHOYHOH (imu-xpomarorpadueit (cummikarens, 180 T, 5%
metanos B JIXM) monmyumim coequHEHHE, YKa3aHHOE B 3arojloBKe, B BHJE >kenToBaroro macna (1,9 r, 11%).
MC: 170,1 (M+H").

[B] [2-(3-Xnopdennn)-1-MeTHIITHI |[KapOaMUHOBOH KHCIOTHI METHIIOBBIH (up

o}

oY

IIpu 0°C metmnxmopdopmuat (0,67 T, 7,1 MMoInb) n00aBILUM MO KarumsiM K cMecHu 2-(3-xmopdenwn)-1-
MetmmTiIamuaa (1,0 T, 5,9 Mmmons) u kapoonata kamus (1,63 1, 11,8 mmons) B TT'® (20 mo). [Tocne modasie-
HHSI CMECh MepeMeIIMBAII IPYU KOMHATHOW Temmeparype B TeueHue HouH. [locie GuibTpoBaHUs U BBIIAPHUBA-
HUS JIETyYUX BEHIECTB CHIPOIl MPOAYKT OYHUIANIK KOJOHOYHOHN (pidm-xpomarorpadueit (cummkarens, 12 T, 50%
TeKCaH B AUXJIOPMETAHE) C MOJYYCHUEM COCIMHCHUS, YKa3aHHOTO B 3arOJIOBKE, B BHJIC OEIIOr0 TBEPIOro Bellle-
ctBa (1,2 1, 90%). MC: 228,1 (M+H").

[A] 2-(3-Xn0opdenmn)- 1 -MeTHI THITAMAH

O\
NH

[C] 6-Xnop-3-metui-3,4-nurunpo-2H-n30xuHoaus- 1 -on u 8-xnop-3-metun-3,4-quruapo-2H-
HM30XHHOJIUH- 1 -0H
cl
(o] Cl O

ITox 3ammroit N, cmech [2-(3-x0pdeHwn)- 1 -MeTHII T |[KapOaMHUHOBOHM KHCIOTHI METHIIOBOTO ddupa (1,2
T, 5,3 Mmoup) u [IOK (momudocdopnoii kucnotsr) (10 T) B kpyriaogorHo# koyioe Ha 100 M1 mepemMennBany npu
120°C B Teuenue 2 4. [Tocie oxnmakaeHUs OO0 KOMHATHOW TEMIIEpaTyphl pEaKIMOHHYIO CMECh 00padaThIBaIH
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JIEITHOW BOJIOW W BOJHBIM PAacTBOPOM aMMHaka Juis JoBencHus pH mo 8. 3aTtem cMech SKCTparupoBaiy dTHII-
aIeTaToOM, M OPTaHMYCCKHIA CIIOH MPOMBIBAIIU PACCOJIOM, BEICYIIMBAIH Haa 0e3BoaHBIM Na,SO,, GuiapTpoBaiu u
KOHIIGHTPUPOBAIX B BakyyMe. I1odydeHHBIN CHIPOi IPOIYKT IOTOJIHUTEIHFHO MIPOMBIBAIN Y(HUPOM C MTOTyICHH-
eM 6-xmop-3-metni-3,4-muruapo-2H-u3oxunonnn-1-ona (0,27 r, 26%) (mpomexxyrouHoe coennHerne A-3-1) B
Buje Gesoro Teepaoro BemectBa. MC: 196,1 (M+H"). DbupHsIi GUIBTPaT KOHIEHTPHPOBAIN TIPH MOHMKEH-
HOM JaBlieHUH W OYHMImanu Qupm-xpomartorpadueid ¢ mosrydeHueM  8-xyop-3-metui-3,4-auruapo-2H-
M30XUHOIMH-1-0Ha (mpoMexyTouHoe coeanHeHne A-3-2) (54 wmr, 5,2%) B BuAe 0enoro TBEpAOTO BENIECTBA.
MC: 196,1 (M+H").
[TpomexyrouHoe coeaunenne A-3-1a. (R)-6-Xnop-3-metun-3,4-guruapo-2H-n3o0xuHoauH-1-0H
cl

H

£

[Mpomexyrounoe coeaunenne A-3-1b. (R)-6-Xnop-3-merni-3,4-murunpo-2H-u30xnHonmH-1-0H
cl

o

NH

£

B pesynprate xupanbHOro pasaeneHus 6-xmaop-3-metui-3,4-nuruapo-2H-n30XxuHonnH-1-0Ha ¢ MOMOIIBIO
B3XX (0,4 T, 2,05 MmMoib, IpoMeXKyTOUHOE coenuHeHne A-3-1) momyumnu oba coemunenus: (R)-6-xmop-3-
MeTua-3,4-muruapo-2H-nzoxunonuu-1-on (0,15 r, 37,5%) wu (R)-6-x10p-3-meTun-3,4-muruapo-2H-
m3oxuHONMMH-1-0m (0,12 T, 30%) B BuAE 6enbx TBepABIX BemecTs. MC: 196,1 (M+H).

6-Xnop-4-meti-3,4-murunpo-2H-n3oxuaoauH- 1 -0H

Cl

O
Z;
T

[A] 2-(3-Xnop¢heHnIT)IPOTHOHUTPHUI

Cl

\E\
z

K pactBopy 3-xmop6ensunautpmia (15,2 r, 0,1 mons) B TT'® (300 M) mobaBisimu 1Mo KaruissM Owc-
(tpumeTtmnacvmmn)amug autus (100 v, 1 M B TT'®, 0,1 mois) nipu -78°C. [Tocne nepememuBanus npu -78°C B
Teuenne 1 4 moGaBmsum no KarsiMm Hoamerad (14,2 r, 0,1 mous). [locne HOMONHUTENBFHOTO TIEPEMEIINBAHUS
npu -78°C B TeueHue 1 4 U MOCIEIYIOMIETO MOJOTPEBA 10 KOMHATHOM TeMIepaTyphl B TEUEHUE 2 U PEaKIMOH-
HYIO CMeChb TacWJId BOJOW M SKcTparupoBanu 3¢pupoM. OpraHudeckuil clioil BBICYIIMBAIM Haj O€3BOJHBIM
Na,SO,, ¢puipTpoBany U KOHIEHTPUPOBAIH B BaKyyMe. 3aTeM B pe3yjbTaTe paslelieHns] KOJOHOYHOM (hidI-
xpomarorpagueii (cunukareinb, 180 , or 1 1o 4% >dup B rekcaHe) MoJy4mwiv COeIUHCHHE, yKa3aHHOE B 3aro-
noBke, B Bune macia (7,3 r, 44%).

[B] 2-(3-Xmopdennn)mponunaMruHa THIAPOXIOPUT

CI\©)\/NH2 -HCI

K pactBopy 2-(3-xnopdenmn)npormonutpuina (5,0 r, 30,2 mmons) B TI'® (80 mur) mobapisuim pacTBOp
KoMIUIeKca OopaH-TeTparuapodypan (45 v, 45,3 MMonb). PeakiimoHHYIO CMeCh IepeMelInBaIy Ipu KOMHAT-
HOHM TeMIepaTrype B TeUCHHE HOYHM. 3aTeM K pPeakIMOHHON cMecH 100aBisuti aTanoi (10 mir); mocie nepeMeriu-
BaHMs IIPH KOMHATHOH TeMneparype B Tedenne 20 muH nobasnsum pactsop HCI B adupe (2 M, 12,5 mu). [Tocne
HepeMelInBaHus elle B TedeHue | 4 100aBIsu BOAY, YTOOBI BBI3BaTh OCaXJCHUE NMPOAyKTa. bernoe TBepmoe
BEIIECTBO cobmpany GUIbTPOBaHHUEM M BBICYIIMBAIH B BaKyyMe C ITOJyY€HHEM COSIWHEHHS, YKa3aHHOTO B 3a-
ronoske (3,6 T, 70%). MC (mns cBoGomHOr0 ammra): 170,1 (M+H).

[C] [2-(3-Xnopdennn)mpornii |kapOaMUHOBON KUCIOTHI METHIIOBBIH 3(up

OYO\
Cl\@)\/ NH

K pactBopy 2-(3-xnmopdennn)stmnamMmuna ruapoxiopuna (6,22 r, 30,2 mmons) u Et;N (6,1 1, 60,4 MMoITh) B
JAXM (20 mi) nodasisum 1o KarisiM Metwixiaopdopmuar (4,28 r, 45 mmons) npu 0°C, 1 nonydeHHYIO B pe-
3ylbTaTe CMECh MEpEeMEIINBaNIK IpU KOMHATHOI Temmeparype B TedeHue 0,5 4. 3aTeM peakLUOHHYIO CMECh
npoMbiBa Bosort (3x10 mur), 1a. HCl (10 mim) u pacconom (10 mur). OpraHudecKuid CIION BBICYIITMBAIA HAT
6e3BoHBIM Na,SOy4, QuiIbTpoBa M M KOHIEHTPUPOBAIH B BakyyMe. OOpa3oBaBIINIiCS OCTATOK BBICYIINBAIIN B
BaKyyMe C IOJIydYeHHEM COCJHHEHHMsI, yKa3aHHOTo B 3arojoBke (5,5 T, 80%), B Bune sxenroro macia. MC: 228,1
(M+H").
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[D] [6-Xnop-4-meTun-3,4-aurunpo-2H-uzoxunonun-1-on

Cl
NH

ol

ITox 3ammroit N, cMech [2-(3-xm0pdeHIT) PO |KapOaMIHOBON KHUCIOTHI MeTHiioBoro 3¢mupa (3,0 T,
13,2 mmois) u [IOK (momudocdopnoit kucmotsr) (10 T) B konde Ha 100 M1 nepemernmBamu nipu 120°C B Tede-
Hue 2 4. [Tocne oxmaxaeHus 10 KOMHATHON TEMIIEpaTyphl PEaKIIMOHHYIO CMeCh 00padaThIBau JEISTHON BOION
Y BOJHBIM pacTBOpOM aMmmuaka aist nosenenus pH mo 8. Cmeck skcrparuposanu EtOAc, u opraHndecKkuil ciioi
MIPOMBIBAIM PACCOJIOM, BBICYIIMBAIU Haj 0e3BOMHBIM Na,SO,, QribTpoBadn W KOHIEHTPUPOBAIN B BaKyyMe.
O0pa30BaBIIUIiCS CHIPOW MPOIYKT JOMOTHUTEIBHO POMBIBAIN d(PUPOM C MMOTyYCHHEM COCTUHCHUS, YKa3aHHO-
ro B 3aronoBke (0,52 T, 20%), B Buzie Genoro TBepaoro semectsa. MC: 196,1 (M+H").

[Ipomexxyrounoe coequnenue A-5. 6-Xnop-4,4-numetui-3,4-nuruapo-2H-u3o0xuHonus-1-oxn

cl
NH
o}
[A] 2-(3-Xn0opdenun)-2-MeTHIITPOITHOHUTPHIT
cl N

K pactBopy 3-xnop6ensmwiautpuina (15,2 r, 0,1 mons) B JIM® (100 mur) mpu 0°C n06aBisiii MOpUUsSIMH
ruapun Hatpus (6,0 T, 0,15 moip). [Tocne mepememmBanus npu 0°C B Teuenue 0,5 4 700aBISUHA MO KaTUIsIM
fionmeran (14,2 T, 0,1 Moib). PeakmmoHHYIO CMECh TIOJOTPEBANIN 0 KOMHATHOM TEMTIEPATYPHI U IIEPEMETTHBAITN
JTOTIOTHUTENIFHO B TeUEHHUE 2 4, TOCIe 4ero racuiu Bojoi. CMech 3kcTparupoBamu d¢pupom u H,O, oprannde-
CKHI CJIOH BBICYIIMBAIN Haa 0e3BOAHBIM Na,SO4, GUIBTPOBAIN M KOHIICHTPUPOBAIH B Bakyyme. ChIpoid mpo-
IYKT OYHINATN KOJIOHOYHOH (mmi-xpoMaTorpadueit (cunmmkarens, 180 1, ot 1 1o 4% >dup B rexcane) ¢ moiry-
YCHHUEM COCIMHCHHUS, YKa3aHHOTO B 3arojIOBKe, B BUJE Macna (6,4 T, 36%).

[B] 2-(3-XnopdeHnw)-2-MeTHIIPONIIaMUH

cl NH,

K pactBopy 2-(3-xnopdenmn)-2-metunnponuonurpuia (6,4 r, 35,7 mmons) B TT'® (80 mur) mobapisiiu
pacTBop KomIuiekca Oopas-Terparuapodypan (71,3 mu, 71,3 MMOIB), M MTOJIYYEHHYIO B PE3yJIbTaTe cMECh Ha-
rpeBanu 10 obpazoBanus ¢iuermsl B Tedyenue S5 4. Iocme oxnaxnenns no 0°C Boansiit pacteop HCI (2 M, 10
MJI) ZOOABIISUIM IO KarulsiM JUIs TalleHUs] PEaKIMOHHOW CMecH. 3aTeM CMeCh KOHIIEHTPHPOBAIM B BaKyyMe C
MOJTy9€HHUEM TBEPJIOT0 OCTaTKa, KOTOPBIH 00pabaThiBaii BOTHBIM pacTBopoM ammuaka (6 M B H,0). Iocme
JKCTPaKIIUY STHJIAIETATOM OPTaHWMYECKUN CIIOW BBICYITHBAIH HaJl 6€3BOIHBIM Na,SO4, GHIETPOBAIN U KOHIICH-
TpupoBaH B BakyyMme. CHIpOH POAYKT OYHIIATN KOJIOHOUHOH (umi-xpoMaTtorpacdueit (cummkarens, 180 r, 5%
METaHOJ B IUXJIOPMETaHEe) C MOIydeHHEM COCITUHEHHUS, YKa3aHHOTO B 3arojioBke, B Buae macia (2,8 T, 43%).
MC: 184,1 (M+H").

[C] [2-(3-Xnopdennn)-2-MeTHIIPOITHI |KapOaMHUHOBOW KHCIIOTHI METHUIIOBBIH 3 Hp

Oy O~
NH

o

K pactBopy 2-(3-xmopdenmn)-2-metunmnponmwiamuna (1,4 t, 7,63 mmons) u Et;N (1,54 1, 15,26 MmMoinp) B
AXM (20 mi) nobasmsum 1o karmsiM Metmixiopgopmuar (1,08 T, 11,4 mmons) npu 0°C. Ilocne nobasneHus
CMeCh TIepEeMEIUBANIN NIPU KOMHATHOW TeMIiepatype B TeueHue 0,5 4. 3aTeM peakIMOHHYI0 CMECh MPOMBIBAIA
Bogoi (3x10 mm), 1u. HCI (10 mm) u pacconmom (10 mur). OpraHndecKuil CI0W BBHICYIIMBAIN HaJ| OS3BOIHBIM
Na,SO,, GpuIbTpoBaNM U KOHIICHTPUPOBAIX B BakyyMe. OOpa30BaBIIMIACS OCTATOK BBICYIIMBAIU B BAKyyMeE C
MOJYYCHUEM COCIMHCHMUS, YKa3aHHOro B 3aroyioBke (1,84 1, 100%), B Buae xentoro macia. MC: 2421 (M+H+).

[D] 6-Xnop-4,4-qumetnin-3,4-nurunpo-2H-n30xuHoaus- 1 -on

Cl
NH

o}

[Mox 3ammroii N, cmech [2-(3-x0pheHnn)-2-MeTHIITPONII|KapOaMIHOBOH KHCIOTH METHIIOBOTO 3(Hpa
(1,84 1, 7,63 mmonb) u [IOK (momdocdoproii kucnoTsl) (8 T) B KpyritoqoHHO# konoe Ha 100 M nepemeninBa-
mu ipu 120°C B teuenue 2 4. [locie oxmaxaeHns: 10 KOMHATHOW TEMIIEpaTyphl CMeCh 00padaThIBaIM JIeATHOH
BOJOM U BOJHBIM PacTBOPOM amMmuaka g goseaeHus pH no 8. Ilocne skcTpakuuu 3TUNALETaTOM OpraHude-
CKHH CIIOH IIPOMBIBAJIM PaccojioM, BBICYIIMBAIU Hall 0e3BOAHBIM Na,SOy, GHUIbTpoBaIM M KOHICHTPUPOBAIN B
BaKkyyMme. OOpa30BaBIINICS CHIPO MPOLYKT JOMOJHUTEIBHO IIPOMBIBATIH 3()UPOM C MOIYIEHHEM COCIUHECHUS,
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ykasauHoro B 3aronoske (0,32 T, 20%), B Buze 6enoro Teepaoro semectsa. MC: 210,1 (M+H").

IIpomexxyrounoe coequnenue A-6. 6-Xnop-2H-u3oxuHonun-1-on

cl N
G-
o)

Cwumecs 6-xn0p-3,4-gurunpo-2H-u3oxunonun-1-ona (181,5 mr, 1 MMomb, IpoMexXyTOUHOE COeUHEHUE A-
2) u DDQ (227 mr, 1 MMo0Jb) B TuOKcaHe (3 MIT) KUISTAIN C OOpaTHBIM XOJIOAWIBHUKOM B TeueHue HouH. [lo-
CJIe OXJTAXK/ICHUS 10 KOMHATHOW TEMIIEPATyphl PEaKIIMOHHYIO CMEeCh 00padaThIBAIM HACHIIIICHHBIM BOJIHBIM pac-
tBopoM NaHCO;, a 3areM skcTparupoBaiu 3tuiareratoM (2x10 mi). Opranudeckne CIIOW BBICYIITHBAIA HaJl
6e3BoaHBIM Na,SO,4, GUIBTPOBAIN U KOHICHTPUPOBAIU B BAKyyME C MOJYYCHHEM CHIPOTO MPOAYKTA, KOTOPBIN
3aTeM ouHIaIu (uII-XpoMaTorpadueii Ha CHIIMKArelie ¢ MOMyYCHHEM COCAMHCHUS, YKa3aHHOTO B 3arOJIOBKE
(108 mr, 60%), B Buzie Genmoro TBepaoro semectsa. MC: 180,0 (M+H").

[Ipomexyrounoe coequaenue A-7. 6-Xmop-7-¢prop-3,4-murunpo-2H-n30xuHoauH-1-0H
cl

T

[A] 4-BpommeTnn-2-xmop-1-hTopOen3our
cl
O
F
K pactBopy (3-xsop-4-propdenmn)meranona (4,3 r, 26,8 mmoins) B JIXM (20 mi) mo6asssua PBrs (1 mun)
npu 0°C. IlonydeHHyI0 B pe3yabTaTe CMECh NepeMEIINBaIK TP KOMHATHON TeMIiepaType B TeueHue | 4, mocie
Yero ee racujiM HachIeHHBIM BOIHBIM pacTBopoM NaHCO;. Opranuueckuii pacTBOp MpOMBIBaJIM BOJIOM, pac-
COJIOM, BBICYIIMBaIH HaJa 0e3BOIHBIM Na,SO4 M KOHIICHTPUPOBAIM B BaKyyMe C MOJTYYCHUEM KEIAEMOr0 TpO-
nykra (3,7 r, 61,9%). DTOT NPOAYKT HCHOIB30BAIN HETOCPEIACTBEHHO Ha CICAYIOIICH CTaauu 0e3 JOMOIHU-
TEJILHOW OYMCTKHU.

[B] (3-Xnop-4-dTophennin)aneToHUTprII
cl

/i/
b4

F

K pactBopy 4-6pommeTmi-2-xmop-1-hropoensona (3,7 T, 16,5 mmons) B CH3;CN (30 mut) goGasisuia Tpu-
Metwicnmmmuanug (2,1 mn) u TBAF (4,8 1, 18,4 mmons). [lonydeHHyto B pe3ynbTaTe CMeCh HarpeBaju Mpu
KUISTYCHUU ¢ OOPATHBIM XOJIOMMIBHUKOM B Tedenue 30 muH. [Tocne oxiaxaeHus cMecu 1O KOMHATHOW TemIie-
patypsl ee skctparupoBanu EtOAc. Opranudecknii CJIOH MPOMBIBATIN PAcCcOIOM, BHICYIIMBAIN HaJl 0€3BOTHBIM
Na,SO,, GuIbTpOBaIM ¥ KOHIEHTPUPOBAIU B BaKyyMe C MOJIYYCHHEM CBIPOTO MPOAYKTA, KOTOPHIA OYHIIAIH
KOJIOHOYHOM (pidII-xpoMaTorpadueii Ha CHIMKAreie ¢ MOJTyYeHUEM COCIHHCHU, YKa3aHHOTO B 3arojioBke (1,7

r, 60,7%) B BH1Ie MacIa.
[C] 2-(3-Xnop-4-propdenmn)sTunaMuH
cl NH,
Fj@/\/

K pactBopy (3-xmop-4-bropdennn)aneronntpuna (1 r, 5,9 mmoins) B TT'® (30 M) MeasieHHO TO0ABIISLITA
BH;-TT'® (8,26 mu). [Tocne mobaBiieHNsT peakIMOHHYIO CMeCh HarpeBali 10 00pa3oBaHus (pierMel B TeUeHHUE 3
4. MeOH noGaBmsiiy i1 TaleHns peakoHHONH CMECH, U JIETY4YHEe BEUIeCTBa YAAJSIN TP TOHIDKEHHOM JaB-
neraun. CpIpoii MPOIYKT CHadaja pacTBopsutd B BogHoM pactBope HCI (30 mur), 1 mpuMecH yIaisiiid SKCTPAKITH-
eit EtOAc (2x30 mu). pH BogHOTO pacTBOpa moBommau o 8, ucmoib3ys K,CO;, a 3aTeM cMech IKCTparupoBad
AXM (3x30 mu). 3aTeM 0O0beIMHEHHbIE OPTaHUYECKUE CIIOM MPOMBIBAIN PACCOJIOM, BBICYIIMBAIH OE3BOIHBIM
Na,SO,4, hmIpTpOBaM M KOHIEHTPUPOBAIN B BaKyyMe C MOJYYCHHEM COCIUHEHHS, YKa3aHHOTO B 3aroJIOBKE

(570 wmr, 55,8%), B BUIE Macna.
[D] N-[2-(3-Xnop-4-dpTopdenmn)atnn]-2,2,2-TpudropaneraMmus

F
H
F
)OARL
0}
F

K pactBopy 2-(3-xnop-4-propdenmn)stunamuna (570 mr, 3,3 mmons) u Et;N (1 mir) B CH,Cl, (25 M) go-
0aBJISLIH 110 KarusiM TpudTOpyKCYCHbIH aHruapua (761 mr, 3,6 mmous) npu 5°C ¥ Ipu 9HEPTHYHOM IIEpEeMEIN-
BaHMU. 3aTeM PacTBOPY JaBajd BO3MOXKHOCTH MEPEMEIINBATLCS NMPU KOMHATHOW TeMIeparype B TedeHue 3 d,

MOCJIe Yero ero HaJWBaIX B JensHyio Boay (50 mi) u skctparupoBanu XM (2x25 mur). Opranumdeckuid cion
npoMbiBat H,O (2x25 mi), BeicymuBanu Haja 0e3BOAHBIM Na,SO,, GuibTpoBamu W KOHIEHTPUPOBAIN B Ba-
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KyyMe ¢ NOJIydeHHEeM COCIMHEHHs, yka3aHHOro B 3aronoBke (700 mr, 78,6%), B BUIe O€I0T0 TBEPIOTO BEIECT-
Ba. DTOT NMPOAYKT UCIIOIH30BAIN HEIIOCPEICTBEHHO Ha CIIEIYIOIEH cTaquu 0e3 JOTOIHUTEIFHON OUYUCTKH.
[E] 1-(6-Xmop-7-dpTop-3,4-nquruapo- 1 H-uzoxunonuu-2-nm)-2,2,2-tpudTopITaHoH

Cl .
K
N

DN
N-[2-(3-Xn0p-4-dpropdenun)stun]-2,2,2-rpudropaneramus (400 mr, 1,48 MMonb) 1 mapadopmanbaerus
(89 mr, 2,96 MMonb) nocnenoBarenbHo nobaBisu pu 0°C K pacTBOpY YKCYCHOHM KHCIOTHI (3 MIiI) B CEpHOM
kucnore (2 mi). [locne nmepememnBanus peakMOHHOW CMECH MPU KOMHATHOM TemIepaType B TeueHue 16 4
MIPO3padHblii OECIIBETHBIN pacTBOp HATUBAIH B JieqaHy0 Boay (20 mur). Cmech skctparupoBamn EtOAc (2x30
MJI), 1 OPTaHUYECKUI CJION MPOMBIBAIN HACHIIIEHHBIM BOIHBIM pacTBopoM NaHCO; (20 mm), H,O (2x25 M),
BBICYIIMBAIM Hall 0e3BOAHBIM Na,SOy,, (GWIBTPOBANIM M KOHLEHTPHUPOBAIHM B BaKyyMe C IOJYYEHHEM CBIPOTO

NPOJYKTa, yKa3aHHOTO B 3arojIoBKe, BMecTe ¢ pernonzomepoM (400 Mr) B Bue 6eoro TBEpIOro BEIeCTBa.

[F] 6-Xnop-7-pTop-1,2,3,4-TeTparuipon30X HHOTNH

cl

K pactBopy 1-(6-x10p-7-hTOp-3,4-nurnapo-1H-n3oxunonuu-2-uin)-2,2,2-rpupropstranona (400 mr) B
MeOH (15 mn) mo6asnsmm K,COs (572 mr, 4 mmons) B H,O (10 mi). TlonydeHHyI0 B pe3ynbTaTe peakiimOHHYIO
CMeCh TIepeMeITNBAIN MTPU KOMHATHOH TeMIieparype B TedeHue 2 4, mocie dero ee noakucisim HC1 (11.) mo pH
8. 3arem cmech akcTparupoBanu EtOAc, u oprannueckuii cioit npomeiBanu H,O (2x25 mir), BeICymMBany Haj
6e3BoaHBIM Na,SO,4, GUIBTPOBAIH U KOHIIEHTPUPOBAIM B BAKyyMeE C TIOJy4YE€HHUEM CBHIPOTO MPOIYKTa, YKa3aHHO-
TO0 B 3aroyioBke, BMecTe ¢ perumomsomepoM (170 mr). 3arem B pesyabTare pasneneHus npenaparuBHod TCX
(30% EtOAc (3A) B metponeitnom 3¢upe (I19)) moryunnm sxexaeMoe coequHEHNE, yKazaHHOe B 3arojoBke (130
MT'), B BUZIe O€JI0T0 TBEPIOTO BEIIECTBA.

[G] 6-Xmop-7-drop-3,4-nurunpo-2H-n30xuHOMHH- 1 -0H

Cl

0

Cmech 6-xyop-7-drop-1,2,3,4-rerparuapounzoxunonunaa (130 mr, 0,7 mmons), Opomuna xamus (83,5 wmr,
0,7 Mmmoip) 1 Hiogo3obenzona (0,46 T, 2,1 MMoib) B Bozie (4 MIT) epeMeNInBaIN P KOMHATHOW TeMIepaType B
TeUeHHe HOYW. 3aTeM cMmech skcrparupoBain EtOAc, m opraHudeckuil CIIOW BBICYHIMBAIM HaJl OE3BOIHBIM
Na,SO,, GpuIbTpOBAIM M KOHLEHTPUPOBAIHN B BaKyyMe C IOJYYEHHEM CHIPOTO MPOIYKTa. 3aTeM B pe3yjbTaTe
paszeneHus KOJIOHOYHOH (udmI-xpoMaTorpadueii (cunmkarens, 12 v, 30% EtOAc B rexcaHe) MOyYHIIH COEIH-
HCHHE, YKa3aHHOE B 3aroyioBke (58 mr, 41%), B BUIe OSIIOTO TBEPIOTO BEIECTBA.

[MpomexyrouHoe coeaunenne A-8. 2-Xnop-7,8-auruapo-6H-[ 1,6 |nHadptupuann-5-o0

Cl N

[A] 2-Xn0p-7,8-quruapo-5H-[ 1,6 JHadTupunnne-6-kapOOHOBOW KUCIOTH METHIIOBBINA dPUP
O Ny
T,
o

K pactBopy 2-x10p-5,6,7,8-Terparuapo-[ 1,6 |JHadptupununa ruapoxiopuaa (1,54 r, 7,5 mmoins) B IXM (25
min) nobasistma Et;N (3,1 mu, 22 mmons). [locne qo6aBneHus ¥ IepeMEIINBaHNS P KOMHATHOU TeMIIepaType
B Te4eHue 5 MUH pacTBop oxiaxzaamu 1o 0°C ¢ nocnexyronmM robdasnerneM Metuixiaopdopmuara (0,85 v, 11
MMOJIB). 3aTeM IIOJydeHHOH B pe3yibTaTe PEakIMOHHOW CMECH JaBalld BO3MOXHOCThH INEPEMEUINBATHCS ITPH
KOMHATHOW TeMIIepaType B TeueHHe 2 4. 3aTeM €€ MPOMBIBATN HACHIIICHHBIM BOJHBIM pacTBopoM NaHCO; u
paccosoMm. OpraHuYecKHil CIoi BhICYIMMBAIM Haa 0e3BoAHBIM Na,SO4, GMIBTPOBATM M KOHIEHTPHPOBAINA B
BaKyyMe C TIOJlyd€HHEM CBIPOTO MPOAYKTAa. 3aTeM B pe3yibTaTe pa3leleHHs KOJOHOYHOW (IdmI-
xpomarorpadueii (crmmkarens, 40 T, 30% EtOAc B rexcane) mosydmin COCIHMHEHHE, YKa3aHHOE B 3ar0JIOBKE

(1,53 1, 90%), B BUzE Genoro Teepaoro Bemectsa. MC: 227,3 (M+H").
[B] 2-Ximop-5-okco-7,8-aquruapo-SH-[ 1, 6 Had)TI/IpI/Iz[HH 6-KapOOHOBOM KUCIOTHI METHIIOBBIN d(hup

|\
= \n/\
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2-Xnop-7,8-guruapo-5H-[ 1,6 |HadpTpuanH-6-kapOOHOBOI KHCIOTHI MeTWIOBBIH 3¢up (226,7 wmr, 1
mmonb) pactBopsii B CCly (3,57 mum) m1 MeCN (0,357 mur) mpu KOMHAaTHOH TeMIiepaType, Iocie 4ero 100aBisin
NalO4 (0,643 1) B 1 Mt H;O ¢ nocnenyromum ao6asiennem rugapara RuCly (62,2 mr). Peaknnonnyo cMmech
JSHEPTUYHO TMEepEeMEeIInBaIi NMPpH KOMHATHOH TemmepaTtype B TeueHue 2 4. [locie paszbasnenms JIXM cmech
dbumpTpOBANTH Yepe3 MEJUTHT, U QUILTPAIIMOHHBIA KeK MPOMBIBAIN TpHU paza JIXM. OObeIMHEHHBINH OpraHuye-
CKHH pacTBOP KOHIICHTPUPOBAIH B BaKyyMe C MOJYYCHHEM CHIPOTO NMPOAYKTA. 3aTeM B pe3yabTaTe pa3AeieHUs
KOJIOHOUHOW (himI-xpomarorpadueit (cmmmkarens, 12 1, 20% EtOAc B rekcaHe) MOMyYHIN COeIUHEHHE, YKa-
3anHOe B 3aronoske (143 mr, 60%) B Buze Gemoro TBepaoro Bemectsa. MC: 241,1 (M+H").

[C] 2-Xiop-7,8-gurunpo-6H-[ 1,6 JHadh tupuauH-5-0H

Cl N
AN

= NH

o}

Cmech 2-xi10p-5-0kco-7,8-nuruapo-5H-[ 1,6 |JnadptupuauH-6-kapOOHOBOM KUCIOTH MeTHIIOBOTO 3dupa (60
mr, 0,25 mmons) u Metmwiata Hatpus (40 mr, 0,75 Mmonb) B 2 M 1,4-IHOKCaHa MOJBEPrajli MUKPOBOJHOBOU
peakiuu pu 110°C B Teuenue 30 mun. Ilocne ynanenus 1,4-nuoxcana ocrtaTok pactBopsiau B JIXM, u pacTBop
JXM npombIBasI BOAOH M paccosioM. 3aTeM OpraHWYecKHil 10l BEICYIIUBAIHN Hajl 6e3BoaAHBIM Na,SO,, huib-
TPOBalIU M KOHLEHTPUPOBAIM B BaKyyMe€ C MOIYYEHHUEM CHIPOro MPOAYKTA. 3aT€M B pe3yiabTaTe pa3ielcHUs
npenaparuBHoil TCX (30% EtOAc B rekcaHe) Mojy4min coeIMHEHHE, yKa3aHHOe B 3arojoBke (28 mr, 63%) B
Buje Gesoro Teeporo Bemecta. MC: 183,1 (M+H").

[Ipomexyrounoe coequHenne A-9. 2-Metokcu-7,8-qurnapo-6H-[ 1,6 Jnadhtupunua-5-on

0] N
=N
= NH

O
[A] 2-Xnop-7,8-muruapo-SH-[ 1,6 JHap THpHIUH-6-KapOOHOBOM KHUCIOTHI TPET-OYTHIIOBEIH 3(up

cl Ny
m\n/OX
K pactBopy 2-x10p-5,6,7,8-Terparuapo-[ 1,6 |JHadprupununa ruapoxiopuaa (1,54 r, 7,5 mmois) B IXM (25
wut) pobasisum Et;N (2 mut, 15 mmons). [locne no6asieHust u mepeMenBaHmst P KOMHATHOM TeMIeparype B
TeueHue 5 MuH pactBop oxnaxaanu 10 0°C ¢ mocnexyrommMm nobasienuem (Boc),O (1,88 T, 8,63 mmos). 3a-
TEeM MOJyYEHHOU B pe3ysbTaTe PeaklHOHHOM CMecH AaBalld MepeMelInBaThCs NpU KOMHATHOU TemIepaType B
TeueHue 2 4. 3atem ee mpombiBam H,O u paccomom. OpraHudeckuil CiIOW BBICYIIMBAIM HaJX OE3BOIHBIM
Na,SO,4, hmwIpTpOBaIM M KOHIEHTPUPOBAIN B BaKyyMe C IMOJYYCHHEM COCIUHEHHS, YKa3aHHOTO B 3aroJIOBKE
(1,87 1, 93%) B Buge Genoro Teepaoro BemecTsa. MC: 269,1 (M+H"). DTOT HPOAYKT UCTIONB30BAIH HEMOCPE/I-

CTBEHHO Ha cJIeyIolIeH cTaqun 0e3 JOMOIHUTELHON OYUCTKH.
[B] 2-Ximop-5-oxco-7,8-auruapo-SH- 1 6 Had)TI/IpI/Iz[HH 6-KapOOHOBO KUCIIOTHI TPET-OYTHIIOBBINA dUP

\

l/Y7<

[To aHanorum ¢ METOAOM, OMUCAHHBIM AJISl TIOJYYEHHS MPOMEKYTOUHBIX coenuHeHuit A-8 [B], ucnonb3o-
Bayn 2-x10p-7,8-nuruapo-5H-[ 1,6 JHadTrpuaun-6-kapOOHOBOI KUCIIOTHI TPET-OyTHIIOBEIH 3Up A TOTyIeHHS
COEMHEHHUs, yKa3aHHOTO B 3aroJIOBKe, B BUJE Gesoro Tepaoro semectsa. MC: 283,1 (M+H").

[C] 2-Metoxkcu-7,8-muruapo-6H-[ 1,6 JHap THpuIuH-5-0H

0] N
N

Pz NH

6}

[To ananmoruu ¢ METOAOM, OMMCAHHBIM JJISI TIOJMYYEHUS] MPOMEXKYTOUHBIX coequHeHuit A-8[C], ncnonas3o-
BN 2-XJ0p-5-0Kkco-7,8-qurunpo-SH-[1,6]nadTupuanH-6-kapOOHOBONH KHCIIOTHI TPET-OYTHIIOBBIA 3dup I
TIONTydeHH s COeIMHEHNs, YKA3aHHOTO B 3aTONIOBKE, B BHJIE 6eoro Teepaoro emectsa. MC: 179,2 (M+H").

[Ipomexxyrounoe coequnenue A-10. 5-Xnop-3-mMeTun-2,3-Aurugpou30uHaou-1-oxn

Cl
NH

o
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[Ipomexxyrounoe coequnenue A-11. 6-Xnop-3-metun-2,3-AUruapon30uHa0I-1-0H

o}
Cl

NH

[A]  5-Xunop-3-ruapokcu-3-MeTun-2,3-TuruIpou3ouHAoN-1-o00 1 6-XJI0p-3-TUAPOKCH-3-MeTU-2,3-
JTUTHIPOU30MHAON-1-0H
HO o}

Cl Cl
NH NH

o} HO

K pactBopy 5-xnopuzonnnon-1,3-muona (3,63 r, 20 mmozs) B JIXM (150 mir) moGaBisiin o KarisiM Me-
tunMaraus xaopun (3 M B TT'®, 20 mur) npu 0°C. [ocne mobasneHust cMech nepementuBainy mnpu 0°C B TeueHHe
3 4, mocJie 4ero ee racuii HachleHHBIM BoaHbIM pactBopoM NH,CI. TTocie skctpakimn XM opranndeckuit
CJIOW TIPOMBIBAJIM PAacCOJIOM, BBICYIIMBaiIN Hax 0e3BoaHBIM Na,SO4, GUIBTpPOBaNM M KOHIEHTPHPOBAIM B Ba-
KyyMe C MOJTydeHHEM CBHIPOTO MPOAYKTa, COAEPIKAIIero cMech ABYX pernomsomepos (3,95 r, 100%). MC: 198,1
(M+H").

[B] 5-Ximop-3-MeTni-2,3-TuruApon30uHI0I- 1 -0H U 6-XJI0p-3-MeTHI-2,3 - TUTUIPON30UHI0I- 1 -OH

e}
Cl Cl

NH NH

o]

[ox 3amuToit N, tpustmicunan (23 r, 200 mmous) u adupat Tpudropbdopa (8,51 r, 60 Mmmois) mocaeno-
BaTeNbHO A00aBisu Tipu -15°C Kk cMecu S5-XIop-3-THAPOKCH-3-MEeTHI-2,3-TUTHIPON30MHI0MN-1-0Ha U 6-XITOp-
3-ruApoKcu-3-MeTmi-2,3-muruapon3onsaoi-1-ona (3,95 r, 20 mmous) B cyxom JIXM (100 mm). ITocie atoro
PEaKIMOHHYIO CMECh IePEMEIINBAIIH [IPH KOMHATHON TeMIIepaType B TeueHHE 2 4 W J00aBISUIN HACHIICHHBIHA
BoaubIii pactBop NaHCO; (30 mur). 3atem cMmech 3kcTparupoBamu JIXM, U opraHUYEeCKHil CIOW TPOMBIBAIN
paccoiioM, BBICYIINBAIN Haj 0€3BOMHBIM Na,SO,, GUILTPOBATN W KOHIIEHTPHPOBAIHA B BaAKYyME C MOJTyICHUEM
CBIPOH CMecH TIPOAYKTOB. J[Ba permomsomepa pa3nersuid ¢ TOMOIIbIo mpemnapaTuBHo BOXKX ¢ momyueHnem
COCJIMHCHUH, yKa3aHHBIX B 3aTOJIOBKE, S-XJI0Op-3-MeTmwi-2,3-quruapouzonnoi-1-ona (0,4 r, 11%) u 6-xmop-3-
MeTHI-2,3-muruapon3onsaoi-1-ona (0,35 1, 9,6%) B Bue Oenbix TBepabIX Bermects. MC: 182,0 (M+H+).

[Ipomexxyrounoe coequnenue A-12. 5-Xnop-3,3-aumeTnn-2,3-murugpon3onHaoi-1-oxn

Cl
NH

0
[A] 5-Xnop-2-(4-meTokcHOeH3MN )-2,3 - TUTHAPONUIOUH IO - | -OH

ouc-(Tpumernncunmn)amun Hatpus (2 mit, 2 M B TT'®, 2 mmons) nobasnsum no karsm npu 0°C k pac-
TBOPY S5-x1yop-2,3-nmurunponzonsaoi-1-ona (0,34 t, 2 mmons) B TI'® (10 mu). [Tocie mepeMernBanus B Tede-
Hue 10 MuH 100aBIsITH IO KarwisaM 1-6pommeTmin-4-metokcnoenson (0,52 r, 2,6 MMoub). [TomydeHHON B pe3yiib-
TaTe PEaKIMOHHOW CMECH IaBaM MEPEeMENINBAThCA TIPH KOMHATHOMW TeMIieparype B TeueHue 48 4, mocjie 4ero
€e TacWJIM HACHIIICHHBIM BOJHBIM pacTBOpoM xjopuaa ammoHus. Ilocnme skctpakmun EtOAc opranmdeckuit
CJIOW MPOMBIBAIM PAcCOJIOM, BBICYITUBaIHM Haja 0e3BomHbIM Na,SO4, GuiIbTpoBamM W KOHIEHTPHPOBAIN B Ba-
KyyMe C MoJTydeHueM chiporo mpoaykta (0,6 T, 100%) B Buze xentoro macma. MC: 288,0 (M+H"). Dot npo-
JYKT UCTIOJIb30BAJIA HETOCPEACTBEHHO HA CICAYIONICH CTaquu O€3 NOMOIHUTEIHLHONH OYHCTKY.

[B] 5-Xnop-2-(4-mMeTokcuOeH3M)-3,3-TUMETHIT-2,3- TUTUAPOU30UH IO | -OH

Cl
N

O
/

K pactBopy 5-xmop-2-(4-metokcnben3mn)-2,3-nuruapon3onnaoi-1-ona (0,6 r, 2,0 mmois) B TT® (10 mu)
no6asismu ruapua Hatpus (60% B MunepansHOM Macie, 0,17 1, 4,2 MMoIts) Tpu KOMHaTHOH Temneparype. I1o-
JyYEHHYIO B pe3yJibTaTe peakIMOHHYIO CMeCh IepeMelnBai B TeueHne 30 MUH, T10ciie 4ero J00aBisiim Hoa-
MmertaH (0,60 r, 4,2 mmons). [Tocne nepememnBaHus IpU KOMHATHOM TEMIIEPAType B TEUEHUE HOUU CMECh TaCHIIN
paccoisoM u skctparupoBaii EtOAc. 3ateM opraHMYecKHid CIIOH MPOMBIBAIIM PAacCOJIOM, BBICYIINBAIIM HaJl 0e3-
BOIHBIM Na,SO,, QUIbTpoBaIM M KOHIEHTPUPOBAIN B BaKyyMe C MOJYYEHHEM CBIPOTO IPOJYKTa, KOTOPHIH 3a-
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TEeM OYMIIAIH KOJOHOYHOW uduI-xpomarorpadueii (cunukarens 14 r, ot 5 1o 20% stunanerar B JIXM). Co-
¢IIMHEHNE, YKa3aHHOE B 3arojioBke, Obu1o momydeHo (0,38 r, 57%) B Bume Oemoro TBepaoro Bemiecta. MC:
316,2 (M+H).

[C] 5-Xmop-3,3-mumeTrin-2,3 - IMruApOU30NHIO0II- | -0H

Cl
NH

0

PactBop 5-xsop-2-(4-metokcubensun)-3,3-mumeTri-2,3-quruaponsonnaoi-1-ona (0,38 r, 1,2 mMmoins) B
TpupTOpyKCYCHOH KHCioTe (5 Mir) HarpeBanu 1o oopazoBanus ¢uermsl B TedeHue 20 4. [Tocie ynanenus tpug-
TOPYKCYCHOM KHCIOTBHI TIpH IIOHW)XEHHOM JIaBJICHHH CBIPOM TPOAYKT OYMINAIM KOJOHOYHOW (hidm-
xpomarorpagueii (cumkarens 14 1, ot 5 1o 50% stunanerar B /IXM) ¢ nmoixydeHHeM COeIUHEHUS, YKa3aHHOTO
B 3arosoBke (0,20 T, 85%), B Buze Genoro Teepaoro Bemectsa. MC: 196,1 (M+H").

I[Ipomexxyrounoe  coemuHenwe  A-12-1.  5-Xmnop-2-(5-xmopMeTHIMUApUAnH-3-1)-3,3-1uMeTHII-2,3-
JIUTUAPOU30UHI0N-1-0H

Cl
N
| A cl
0 Z
N
[A] (5-bpommupuanH-3-1T)METaHOT
B
r N on
-

Boprunpun matpus (2,2 r, 59,1 Mmmons) 100aBIsUTH K CycnieH3un S-OpommnupuanH-3-kapoansaeruma (10,0
T, 53,7 Mmop) B MeOH (100 mut) mpu 0°C. Cmech nepemernmBany mpu 0°C B TedeHue 1 4, ocje 4ero ee racu-
mu goGasieHneM Boubl (5,0 mur). B pesynbpTare BITApUBaHUS PACTBOPHUTEINS TONYUIHIIA CBETIIO-KEJITOBATOE
MacJio, KoTopoe MoBTOpHO pactBopsutd B EtOAc n nmpombiBasii Bogol. OpraHUYecKuid CJI0W BBICYIITUBAIHA HaT
6e3BoaHbIM Na,SO,4, GUIBTPOBAIHM W KOHIIEHTPUPOBAIN B BaKyyMe C MOIYYCHHEM COSIWHEHHS, YKA3aHHOTO B
3aronoske (9,6 T, 95%) B Buze GecupetHoro Macaa. MC: 188,0 u 190,0 (M+H").

[B] 5-Xinop-2-(5-ruipoKCUME TUIIUPUINH-3-11)-3,3-TUMETHIT-2,3 - TUTUAPOU3OUH IO - |1 -OH

cl

N OH
s
N
B repMeruunoit npobupke Ha 25 M (5-OpommnupuauH-3-mwi)metanon (900 mr, 4,8 MMoinb), 5-xi0p-3,3-

JTUMETHIT-2,3-TUTUAPOU30OUHI0I- 1 -0H (IpomexxyTouHoe coeauaenne A-12[C], 858 mr, 4,4 mmous), Cul (200 wmr,
1,1 mmoip), Cs,CO3(3,0 T, 9,2 Mmoub) u (+)-(S,S)-1,2-muamunonukinorekcan (0,4 M, 3,2 MMOJIb) paCTBOPSIIH B
nmuokcane (8,0 mi). [TomydeHHyI0 B pe3ynbTaTe peakKiIMOHHYI0 cMech Harpeanu mpu 150°C B Tedenue 3 d, 1o-
ciie yero ee HaymmBaiau B H,O (50 mur) u sxcrparupoBanu EtOAc (2x125 mur). Opranudeckuii ciioi IpoMbIBaIIA
paccoiioM, BBICYIINBAIN Haj 0€3BOMHBIM Na,SO,, GUILTPOBAIN W KOHIIEHTPHPOBAIH B BAKYyME C MOJIyICHUEM
CBIPOTO TIPOAYKTa, KOTOPBIA o9mmiany ¢iau-xpomarorpadueii Ha crmmukarene (rpagueHT 30-100% EtOAc-
TeKCaH) C MOJIyYCHHEM COCIUHCHUS, YKa3aHHOTro B 3aroiioBke (1,2 T, 90%), B BHIEC CBETIO-KEITOTO TBEPIOTO
Bemecta. MC: 303,2 (M+H").

[C] 5-Xnop-2-(5-xJ10pMeTUANUPUANH-3-11)-3,3 - AUMETUI-2 ,3-TUTU IPOU30MHA0A- 1 -OH
cl

N ~ cl
s
N

Tuonmnxmopun (1,4 mm, 19,0 mmonp) memienHo poGamsmu npu 0°C x pactBopy S-xmop-2-(5-
THAPOKCUMETHIITUPUINH-3-11)-3,3-tuMeTHi-2,3-quruapoun3onsaon-1-ona (1,14 r, 3,8 mmoins) B AXM (50 mi).
Iocne no6apneHus peakKIMOHHYIO CMeCh TiepemenBany mpu 2-5°C B TedeHne 2 4, MOCJE Yero e¢ HaJIuBall B
HachIeHHbIH BOAHBIN pacTBop NaHCO; (50 mur) m axctparupoBanu EtOAc (2x150 mur). Opranmdeckuii cioi
MPOMBIBAIA PACCOJIOM, BRICYIIUBAIU HAJ 0e3BOMHBIM Na,SO,, GHIBTPOBAIN U KOHIICHTPUPOBATIH B BaKyyMe C
MoJy4YeHrueM ceiporo mponykra (1,42 1, 92%) B BHIEC CBETIO-KENTOBATOrO0 TBepaoro Bemectsa. MC: 322,1
(M+H").
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[Ipomexxyrounoe coenqunenue A-13. 5-Xnop-3-51tui-2,3-AUruapou3onHaoi-1-oxn

Cl
NH

e}
[A] 5-Xnop-3-3Tuin-3-TuIpOKCH-2,3 - AUTUAPOUIONHIIOIN- | -OH u 6-xJ10p-3-3THI-3-TUAPOKCH-2,3-
JTUTHAPOU30UHIION- | -0H

HO (¢]
Cl Cl

NH NH

O HO

K pactBopy 5-xmopuzonnnon-1,3-muona (5,0 r, 27,5 mmons) B IXM (200 mir) mobaBisiad Mo KarwisiM
strnMaraus xjaopuxa (2 M B TI'®, 41,3 mu) npu 0°C. Tlocne nobGaBieHnst cMecH laBajlk IEpEeMEIINBATHCS IPU
0°C B Teuenue 3 4, Mocie YETo ee racuiiv HachInleHHBIM BoAHbIM pacTtBopoM NH,Cl. ITocne sxctpakumn XM
OPTaHUYECKHUI1 CII0H MPOMBIBAIIM PACCOIOM, BRICYIIMBANIN HaJ 0e3BoaHBIM Na,SO,4, GUABTpOBAIM U KOHLECHTPHU-
POBaJM B BaKyyMe C MOJYYCHHEM CBIPOTO MPOIYKTa, COIEPKAIIETO CMECh ABYX pernonzomepos (5,82 r, 100%).
MC: 212,0 (M+H").

[B] 5-Ximop-3-3THi1-2,3-muruApon30uHI0N- 1 -0H

Cl
NH

o

ITox 3ammroit N, Tpudtrincmian (19,3 r, 166 mmons) 1 TOY (20 M) mocienoBaTeNb-HO 00BN K CMe-
CH  5-XJ0p-3-3THII-3-THAPOKCH-2,3-AUTHAPONIONHION-1-0Ha ©  6-XJIOP-3-3TUI-3-THAPOKCH-2,3-TUTHUIPOU30-
nHao7a-1-oHa (3,52 1, 16,6 MMoutp). [locine mepeMemmBaHus MPU KOMHATHOM TeMIlepaType B TeUeHHE 2 4 peak-
IIHOHHYIO CMECh KOHIIEHTPUPOBAJIM IPH MOHIKEHHOM JaBieHuH. OcTaTok 0OpabaThIBaIy HACHIIIIEHHBIM BOJ-
HBeIM pactBopoM NaHCOj; (30 mu) u skcrparupoBanu XM (2x30 mi). OObeqHEHHBIE OpraHMYECKHE CIIOH
TIPOMBIBAJIA PacCOJIOM, BBICYIINBAIN HaJ 0e3BOIHBIM Na,SO,, GUIBTPOBAIN M KOHIIEHTPUPOBAIHA B BaKyyMe C
MOJTyd€HHUEM CBIPOH cMecH MPOAYKTOB. JKemaeMblil permousomep, S-Xiaop-3-3THi-2,3-Turuapon30uHao-1-oH,
ObLT MoJyYeH myTeM pasjesieHus npenapatnBHoi BOXX B Buzme Genoro tBepmoro BemiectBa (0,65 1, 20%).
MC: 196,1 (M+H").

[Ipomexxyrounoe coequnenue A-13-1. 5-Xnop-3-oTuin-2,3-qurugpon3ouHaoi-1-ox

Cl
NH

o)
[Ipomexxyrounoe coequnenue A-13-2. 6-Xn0p-3-0Tui-2,3-quruJpou3ouHa01I-1-oH

N

Cl
@)

[A] 5-Xnop-3-3Tuin-3-TuIpOKCH-2,3 - AUTHAPONUIONHIIOIN- | -OH " 6-xJ10p-3-3THI-3-TUAPOKCH-2,3-

JUTUAPOU30UHI0N- 1 -0H
HO o)
cl cl
NH NH
o) HO

K pactBopy 5-xmopuzounmon-1,3-guona (5,0 r, 27,5 mmons) B JIXM (200 mi) moOaBisiiv 1Mo KaruisiM
stuMaraus xjaopua (2 M B TT'®, 41,3 M) ipu 0°C. Tloce mo6aBiieHns CMECH JTaBajMl IMEPEMEIINBATHCS TIPH
0°C B Teuenue 3 4, MOCIE YEro €€ TacHiIu HaChIeHHBIM BoMHBIM pacTBopoM NH,CI. TTocne skcrpakiuu JIXM
OPTaHUYECKHUH CITOW MPOMBIBAJIH PACCOJIOM, BEICYIIUBAIH Haa 0e3BoIHBIM Na,SO,, GUIbTpOBany U KOHIICHTPH-
poBaiu B BaKyyMe C ITOJy4€HHEM CBIPOTO MPOJYKTa, COAEPIKAILEro cMech AByX pernonzomepos (5,82 1, 100%).
MC: 212,0 (M+H").

[B] 5-Xinop-3-3T1i-2,3-1uruApon30uHI0I- 1 -0H U 6-XJ10p-3-3THI-2,3-AUTUAPOUIOUH IO - | -OH

Cl
Cl
(o] " o

[Mox 3ammroit N, Tpuatincuian (19,3 v, 166 mmoins) n TOY (20 M) nocnenoBaTeabHO 100aBISUTH K CMe-
cu  5-XJ0p-3-3TUI-3-TUAPOKCH-2,3-TUTHAPOU3OUHIION-1-0H U  6-XJI0P-3-3TUI-3-TUAPOKCU-2,3-TUTHUAPOU30-
nHao7a-1-oHa (3,52 , 16,6 MMoub). [locine mepeMemuBaHus PU KOMHATHOM TeMIlepaType B TeUeHHE 2 4 peak-
IIIOHHYIO CMECh KOHLIEHTPHUPOBAIH NPH MOHIKCHHOM JaBlieHHH. OcTaTOK 00pabaThIBaIM HACHIIIEHHBIM BOJI-
HbeIM pactBopoM NaHCOj; (30 mu) u skcrparupoBanu XM (2x30 mi). OObeqMHEHHBIE OpraHHYECKHE CIIOH
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MPOMBIBAJIA PAaccoOM, BHICYIINBaAIM Hall 6e3BoAHBIM Na,SO,, GpUIbTPOBaIM M KOHIEHTPUPOBAIHN B BaKyyMe C
MOJIyYeHHEM CBIpOH cMecu mpoaykroB. Oba mpoaykra, S-xyop-3-3tmin-2,3-muruapousonnngoin-l-on (0,65 T,
20%), MC: 196,1 (M+H") u 6-xy10p-3-3101-2,3-1urunponsonsnon-1-ou (0,62 r, 19%), MC: 196,1 (M+H") 6b1-
JIY TIOJTYYeHBI ITyTeM paszzeneHus npenaparuBHoii BOYKX B Bue O€NbIX TBEPIBIX BEIIECTB.

[Ipomexyrounoe coequHenne A-13-1a. (R wm S)-5-Xiop-3-3Trn-2,3-1uruapon3onHao- 1 -on

Cl
NH
(e]

[MpomexyrouHoe coeaunenne A-13-1b. (S wmu R)-5-Xnop-3-31un-2,3-auruapon3onsaoi-1-on

—

Cl {
NH
(e]

[Mpomexyrounoe coequnenne A-13-2a. (R niu S)-6-Xnop-3-aTun-2,3-1uruapon3onHao-1-o0

J@ig
Cl
(¢]

[MpomexyrouHoe coeaunenne A-13-2b. (S wmu R)-6-Xnop-3-311in-2,3-Auruapon30uHA0I- 1 -0H

OO
Cl
0

Cmech 5-x7m0p-3-3THi-2,3-TUTruaporu30uHI0I-1-0Ha U 6-XJ0p-3-3THi-2,3-TUTHIPOU30UHAON- 1 -OHa TIOJT-
BEprajii Pa3eJICHHIO C TIOMOIIBI0 CBEPXKpUTHIECKON skuakocTHOH Xxpomatorpadun (CXKX) (IC 250x50 mm, 5
MKM, ToBIKHAS (asza A: ceepxkputnueckuii CO,, B: IPA (0,05% NH;H,0), A:B = 60:40 nmpu 140 mu/mun) ¢
noyderneM (R umu S)-5-x10p-3-9THi-2,3-1urugpon30uHA0I- 1 -0Ha (TPOMeXyTouHOTo coenuueHns A-13-1a) u
(S mwmm R)-5-xmop-3-31ri-2,3-muruApou30MHI0I-1-0Ha B Ka4eCTBE OJHOW maphl d3HaHTHOMEpOB U (R mm S)-6-
XJIOp-3-3TIII-2,3-TUruAPOU30UHI0N-1-0Ha ¥ (S mwiu R)-6-x710p-3-3THA-2,3-TUTHAPOU30UHION-1-0HA B Ka4eCTBE
JPYTO¥ apbl YHAHTHOMEPOB.

[Mpomexyrounoe coeaunenne A-13-3. (S wmm R)-5-Xinop-2-(S-xaopmermnmupunni-3-mn)-3-3tuin-2,3-

JTUTHIPOU30UHAON-1-0H
cl
\\
N
N cl
N

[To aHANOTHH C METOJIOM, OTMCAHHBIM JJIsl MTOJY4EHHS POMEXKYTOYHOrO coenuHeHus A-12-1, ucnomnb3o-
Banmy (S mwmu R)-5-x710p-3-9TH-2,3-AUrHAPON30MHIOIN-1-0H TSl TIOJyYeHUsT COSAMHECHMSI, YKa3aHHOTO B 3aro-
+
JIOBKE, B BUJIE XeytoBaToro Macia. MC: 322,1 (M+H").
[Mpomexyrounoe coeaunenne A-13-4. (R wm S)-5-Xnop-2-(5S-xaopmernnmupuani-3-mn)-3-3tuin-2,3-

JTUTHIIPOU30UHAON-1-0H
cl
2‘ :N
| N cl
o pZ
N

[To aHamoruu ¢ METOJIOM, OITUCAHHBIM JIJISl TIOTYUYEHHUS MPOMEKYTOIHOTO coenrueHust A-12-1, UCmob30-
Bamu (R wim S)-5-x10p-3-9TH-2,3-AUruAPON30MHIOIN-1-0H ISl TIOJyYeHUsT COSAMHECHHMsI, YKa3aHHOTO B 3aro-
JIOBKE, B BUjE kenroBaroro macia. MC: 322,1 (M+H+).

[Ipomexxyrounoe coenunenue A-14. 3-bensuin-5-xmop-2,3-1UruApon3ouHI0I-1-0H

C
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[A] 3-Ben3un-5-x10p-3-rHapoKcU-2,3-TUTHAPOU3OUHION-1-0H U 3-OeH3WI-6-XI10p-3-THAPOKCH-2,3-

JUTHAPOU30UHIO0N-1-0H
HO o
cl O cl
O NH O NH
o} HO O

K pactBopy S-xnopuzounmos-1,3-guona (3,63 r, 20 mmons) B IXM (150 mur) mobGaBisumm mo KarusiM OeH-
suMaraus xiopun (2 M B TT'®, 30 mur) pu 0°C. Ilocne nobGaBneHns: peakIMOHHOW CMECH JaBajli MepeMelI-
Bathes mpu 0°C B TedeHUe 3 4, MOCJE YEero e¢ TaCHIIM HACHIIMECHHBIM BoAHbIM pacTBopoM NH,CIL. TTocme 3kc-
tpakiuu JIXM opraHudeckuii ciiolf MpOMBIBAIN PaccoioM, BEICYIIMBAIN Haja 6e3BoAHBIM Na,SO,, dGuisTpoBa-
JIM ¥ KOHLIEHTPUPOBAIHN B BaKyyMe C IMOIYYEHUEM CBIPOTO MPOIYKTa COAEPKAILEr0 CMECh IBYX PETHOU30MEPOB
(5,47 1, 100%). MC: 274,1 (M+H").

[B] 3-benzun-5-x10p-2,3-Aurugpon3ouHaoi-1-oxn

Cl
O NH

e}

[Tox 3ammroit N, TpudTruicuinan (23 t, 200 mmois) u TOY (10 mur) mocneaoBaTeabHO 100ABISIIH K CMECH
3-0eH3U-5-XTI0p-3-THIPOKCH-2,3-TUTHAPOU3ONHION-1-0Ha U 3-0eH3UI-6-XI0P-3-THAPOKCH-2,3-TUTHAPOHU30-
nHao7a-1-oHa (5,47 T, 20 MmMmons). [Tocne mepemMemBaHus MPU KOMHATHOW TeMIlepaType B TeUeHHE 2 9 peaKIln-
OHHYIO CMECh KOHIICHTPHPOBAIH TPU TMOHIKEHHOM faBiieHHH. OcTaTok 00padaThIBaii HACHIIIICHHBIM BOIHBIM
pactBopoM NaHCO; (30 mur) u axctparuposanu AXM (2x30 mia). OObeqMHEHHBIE OPTaHUYECKUE CIION MPOMBI-
BaJIl PaccoJIOM, BEICYIIUBAIH Haj 0e3BOgHBIM Na,SO,, GUIBTpOBANIM W KOHIICHTPUPOBAIN B BaKyyMe C ITOITY-
YEeHHEM CBIPOW CMecH TpoAyKToB. JKemaemblii permousomep, 3-0€H3MI-S5-XJI0p-2,3-TUTHAPOU3OUHION-1-0H,
ObLT MoJyYeH myTeM pasjesieHus npenapatnBHoi BOXX B Buzme Genmoro tBepmoro BemiectBa (1,03 1, 20%).
MC: 258,1 (M+H").

[Ipomexxyrounoe coequnenue A-15. 5-Xnop-3-uuxinonponui-2,3-AMruApou30MHI0I- 1 -0H

[A] (2-Bpom-5-xmopdenun ) (LUKIONPONHII)METaHAMHH

Cl

NH,

Br
K pactBopy 2-6pom-5-xsopoensonurpmna (20 r, 93 mmons) B TT'® (200 M) mo6GaBisiiv HUKIONPOIIHII-
maraust opomun (558 mu, 279 mmons) npu 0°C. IonydeHHyro B pe3ysbTaTe peakMOHHYI0 CMECh ITepeMelInBa-
ma nipu 0-5°C B Teyenue 5 4, mocne vero pobasmsiin MeOH (100 mi), u mepemenmBanue MpoaoDKaId Npu
KOMHATHOU TemmepaType B TeueHue 15 muH. 3atem moGammsmn NaBH, (7,1 T, 186 MMonb), U peakIMOHHYIO
CMecCh IIepEeMEIINBAJIM IPH KOMHATHOM TeMIlepaType B TedeHHe HouH. J[00aBisiin BOAy, M PEakKIMOHHYIO CMECh
skctparupoBasii AcOEt (300 Mix3). OObeauHeHHBIE OPraHNYECKHE CIION KOHLEHTPUPOBAJIHM B BAaKyyMe C IIOJTy-
YEeHHEM CBIPOTO TIPOAYKTa, KOTOPBIM 3aTeM OYHINalu Xpomartorpadueir ¢ momydenueM (2-Opom-5-
xsop¢eHwn ) (uKIonponui)MeTanaMuHa (8,2 T, Bexon 34%).
[B] 5-Ximop-3-tukmonponwi-2,3-muruipon30uHAI0I- | -OH

Cl
NH

o}

CwMmech (2-6pom-5-xmopdenmn)(uukiaonponi)MetanamMuna (2 r, 7,7 mmodns), Pd(dppf)Cl, (0,2 1), DIPEA

(31, 23,1 mmons) B 20 M /IM® narpesanu B aBroknase rnpu 130°C npu 2 MIla CO (ra3) B Teuenne 16 4. Ilo-

ciie B3auMojercTBus cmech paszdasisimn AcOEt (150 mur) u nmpombiBaiu pacconoM (30 mix3). Opranndeckuit

cJIoi BhICYIIMBanK HaJ 6e3BoaHBIM Na,SOy, (HIbTPOBAIN U KOHIEHTPHPOBAIM B BaKyyMe C HOJYyYEHHUEM ChI-

pOro MPOIyKTa, KOTOPBII OUMINAIN XpoMaTorpadueil ¢ moay4eHHeM COSINHEHHs, yKa3aHHOTO B 3arojoBke (1,1
T, BBIX0J 68,7%), B BujIe ®entoro TBepaoro BemecTsa. MC: 207,9 (M+H+, 1Cl).
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[Ipomexxyrounoe coeauaenue A-16. 2-Xop-7,7-auMeTuin-6,7-quruaponuppoo|3,4-bnupuans-5-o1

Cl N
S

| N
=

0
[A] 3-(MeTokcukapOOHHIT)-2 -METHITHPHINH- | -OKCH

T,

N\

O
o}

K mepememanHOMy pacTBOpY METHII-2-MeTHIIHUKOTHHATA (95 T, 629 MmMoink) B IXM (1,5 1) modasisiiu m-
CPBA (119 1, 692 mmons) nipu 0°C. Iocie mepeMernBanus peakiIMOHHOI cMecu IIpY KOMHAaTHOW TeMIeparype
B TeueHUe 16 4 ee MPOMBIBAIM CMECHhIO HACBHIIEHHBIX BOAHBIX pacTBOpoB Na,SO; u NaHCO;. 3atem opranude-
CKHI CIIOW BBICYIIMBAIIM HaJ 0e3BOAHBIM Na,SO,, GUIBTpOBAIN U KOHIIEHTPHPOBAIN B BaKyyMe C TOTydeHUEM
ceiporo mpoxaykTa (60 T, BEIxoa 57%), KOTOPHIA MCIOIB30BAIH B CICAYIOMIEH CTaTuM peakiuu 0e3 IOMOIHH-
TEJNBHOW OYUCTKH.

[B] Metun 2-(XJIOpMETHIT ) HUKOTHHAT
o

X o~

| N/ Cl

Coipoii 3-(MeTOKCHKapOOHMI )-2-MeTUIMUPUINH- 1 -okcun (35 1, 210 MMOmb) 100aBISITA HEOOIBIION TIOp-
et k POCl; (300 1) mpu xoMHaTHOH TeMrieparype. [locne mobaBieHUs peakKMOHHYIO0 CMECh KUIISITHIN ¢ 00-
paTHBIM XOJOAMIBHUKOM B TEUEHHE 3 U, MOCJIE YETro €¢ KOHIEHTPUPOBAIN B BakyyMe. OCTaToOK HalIMBaId B Je-
JSIHYI0 BOAy, Helrpann3oBaiau BogHbIM pactBopoM NaHCO; u sxcrparuposamn AcOEt (125 mnx3). O6benn-
HEHHBIC OPTraHWYECKHE CIIOW MPOMBIBATIM PacCOJIOM, BBICYIIMBAIU Haa Oe3BogHbIM Na,SO,4, GWIBTpOBAIN U
KOHIICHTPUPOBAJIH B BaKyyMe C MOJIYYEHHEM CBIPOTO MPOAYKTA, KOTOPBIN 3aTEM OYUINAIN KOJOHOYHOH XpoMa-
Torpaduei ¢ ImoJrydeHueM COeIMHEHUs, yKa3aHHOTo B 3arojioBke (12 r, Bexox 30%).

[C] 2-(XnopmeTnin)-3-(MeTOKCHKapOOH I ) TUPUANH- | -OKCH

(@]
Y o7
4% Cl
N
(@]

K nepememannomy pactBopy mertui-2-(xinopmermn)aukorunara (20 r, 108 mmous) B IXM (300 M) no-
6apmsui m-CPBA (20,5 1, 119 mmous) nipu 0°C. Tlociie nmepeMenmBaHus Ipyu KOMHATHOW TEMIIEpaType B TeUe-
HHUE 16 4 peakIMOHHYI0 CMECh IIPOMBIBAIM CMECHIO HACBIIIEHHBIX BOAHBIX pacTBOpoB Na,SO; u NaHCO;. Op-
TaHUYECKHUH CJIOW BhICYyIIMBaNU HaJ 0e3BogHBIM Na,SOy, GUILTPOBAIN M KOHIEHTPUPOBAIHN B BAKYyME C IOJTY-
YEHHWEM CBIPOTO MPOAYKTa, YKa3aHHOTO B 3arooBke (20 T, BeIxox 92%), KOTOPBIH HCIIOIB30BATN B CIIEAYIOMICH
CTaIMU peakuuy 6e3 JOMOIHUTEIbHON OUHCTKH.

[D] MeTun-6-xmop-2-(XJI0pMeTHIT)HHKOTHHAT
O

SN

CrIpoit 2-(xaopmeTin)-3-(MeToKCuKapOOHWT ) mupuanH-1-okcua (20 T, 99,5 MMoib) H00aBIsIM HEOOIB-
mwoi nopuueit k POCl; (200 1) npu komHaTHOI Temneparype. CMech KHIISITHIN ¢ OOpaTHBIM XOJIOIWILHHKOM B
TeueHHe 3 4, MoCie 4ero e KOHIEHTPHPOBAIN B BakyyMe. OCTaTOK HalMBaJli B JIEASHYIO BOJly, HEHTpaJIn30Ba-
mu pactBopoM NaHCO; u skcrparupoBamn AcOEt (125 mix3). OObequHeHHBIE OpraHUYeCcKUe CJIOM KOHIICH-
TPHUPOBAIH C TOIYIEHHEM CHIPOTO MPOAYKTA, YKa3aHHOTO B 3aroyioBke (17 T, Bexon 78%), KOTOPEIH HCIIOIB30-
BJIU B CJIEAYIOLIEH CTaANHU PEaKIUK 6€3 JOTOIHUTENIbHONH OUNCTKH.

[E] 2-Xnop-6-(4-metokcnben3mn)-6,7-nurunpo-SH-mmuppo:no[ 3,4-b jnupuana-5-ox

CIn Ny oo
| Z N\/©/
0

K mepememaHHOMY pacTBOpPY CBHIPOTO METHI-6-XJ0p-2-(xiopmetwmn)HukoruHata (10 T, 45,4 mmonn) B
TI'® (150 M) mobaenssmm PMBNH, (15,5 1, 113,5 mmous) nipu 0°C. TloaydeHHYIO B pe3ysbTaTe PEaKIHOHHYIO
CMeCh MepEeMEIINBAIH P KOMHATHOH TeMIIEpaType B TeUYCHUE 16 U, OCIE Y4ero ee KOHIEHTPUPOBAIH TIPH TO-
HIOKCHHOM JIABJICHUH C TOJIy9eHHEM chiporo npoxaykrta. ITocie mpomeBanus MTBE (100 mnx3) coennHeHue,
yKa3aHHOE B 3arojioBke, Obuto monydeHo (8,8 T, Beixoq 67%) B Bume Oenoro TBepaoro BemectBa. MC: 288,8
(M+H", 1C)).
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[F] 2-Xmop-6-(4-MeToKCHOCH3MN)-7 , 7-TUMETIIT-6, 7-TUrHAPOTUppoIto[ 3,4-b jnupunuH-5-oH
ci_N

K pactBopy 2-x1510p-6-(4-MeToKcuOEeH3MI)-6,7-quruaponupposo| 3,4-b Jrupuaun-5-ona (5,8 r, 20,0 MMOIIB)
B TT'® (50 M) mobapmsum runpun Hatpus (60% B MuHEpamsHOM Macie, 1,7 T, 42,0 MMOJb) IpH KOMHATHON
Temmnepatype. [lonyueHHyI0 B pe3ynbTaTe peakIMOHHYIO CMECh MepeMelnBaiy B TedeHue 30 MuH, TIOCIe 9ero
nobapnsm HomMeran (6,0 T, 42,0 mmons). [Tocne mepememBanus pu KOMHATHOW TeMIiepaType B TEUCHHE
HOYM CMECh racHiii Bojioi M skcTparupoBanu with EtOAc. 3arem opraHudeckuii 10 MPOMBIBAJIH PaccolioM,
BBICYIIMBAIM Hall 0e3BOAHBIM Na,SOy,, (GWIBTPOBANM M KOHLEHTPHUPOBAIHM B BaKyyMe C IOJYYEHHEM CBIPOTO
MPOJYKTa, KOTOPBIH 3aTeM OYMIAIHN KOJIOHOYHOH (hdm-xpomarorpadueit (cumkarens 20 r, ot 5 10 20% stun-
anierat B IXM). CoennHeHre, YKa3aHHOE B 3arojioBke, ObuTo monydeHo (3,8 r, 57%) B Buae 06emoro TBEpIOro
Bemecta. MC: 316,2 (M+H").

[G] 2-Xnop-7,7-aumetni-6,7-muruaponuppoo| 3,4-b mupuuH-5-0H

Cl N

| T N
=

o]
K pactBopy 2-xmop-6-(4-MeTokcubeH3m)-7,7-muMeTiI-6, 7-muruaponupposo| 3,4-b Jrupuann-5-ona (1,58
r, 5,0 Mmons) B CH3CN (20 mur) mobaBmsiin niepueBblit HUTpaT amMMonust (8,2 1, 15,0 MMoIb) mpu KOMHATHOH
TeMIieparype. PeakiinoHHyio cMech nepeMennBaii Ipu KOMHATHON TeMIlepaTrype B TeueHue 3 4, mocie Yero B
cMech nobarisiu Boay u EtOAc. OpraHudeckuil ol OTIEIsIIN, BEICYIIUBaI Hal 0e3BoIHBIM Na,SOy, (k-
TPOBAJIM U KOHIIEHTPUPOBAIH B BaKyyMe C MOJYYEHUEM ChIPOTO MPOJIYKTa, KOTOPBIA 3aTEM OUMIIAINA KOJIOHOY-
HOW Xxpomarorpadueil Ha CHIHMKarelie ¢ MOJTYYCHHEM COCIWHCHHS, YKa3aHHOTO B 3arojioBke (617 mr, 63%), B

BHUJIE TBEpIOTO BemecTsa. MC: 197,2 (M+H").

[Ipomexxyrounoe  coemuHeHne  A-16-1.  2-Xnop-6-(5-xmopMeTHIIMAPUANH-3-1)-7,7-TuMeTHII-6,7-

TurHaponuppoo| 3,4-b jnupuanH-5-0H
cl
CI\ Ny —
| _ N—\ rxf
o]

[A] 2-Xm0p-6-(5-THapOKCUME THITTUPUINH-3 -1T)-7, 7-TUME THI-0, 7 -turuaporuppoio| 3 ,4-b Jnupuaus-5-oH
cl

2-Xgop-7,7-mamMeTin-6,7-nuruaporuppoio| 3,4-b jnupuauH-5-0H (MpoMexyTodanoe coenunenne A-16 [G],
39,2 mr, 0,2 Mmmonn), (5-6pommmupuann-3-un)meranon (mpumep 3[A], 74,8 wmr, 0,4 mmoins), Cul (3,8 mr, 0,02
MMoJIb), (1S, 2S)-mukinorexcan-1,2-muamud (4,5 mr, 0,04 mmons) u Cs,CO; (130 mr, 0,4 MMOJIB) pacTBOPSUTH B
nokcaHe (5 mir). PeakimmoHHyI0 cMech MOJBEPTaM MUKPOBOHOBOM peakmuu npu 140°C B Teuenue 1 4, mocie
yero ee HanuBaiau B HyO (50 mur) n sxerparuposamu EtOAc (2x25 mur). Opranudeckuii cioif mpoMbIBaIn pacco-
JIOM, BBICYITUBAIH HaJl 6€3BOAHBIM Na,SO,4, GHUIBTPOBAIN U KOHIICHTPUPOBAIHN B BAKYyME C ITOJIYYCHHUEM ChIPO-
ro npoxykra (55,7 mr, 92%) B Bune TBeporo Bemecta. MC: 304,1 (M+H").

[B] 2-Xnop-6-(5-x10p-MEeTUIAMAPUIUH-3-11)- 7, 7 - TUMETHI-0, 7 -TUTHIpOTTHppoio| 3,4-b jnupunun-5-oH

cl

=N

NSy el

o I,
Tuonmnxmopun (0,14 mu, 1,9 mmons) memienHo poGamsmu npu 0°C x pactBopy 2-X70p-6-(5-
TUAPOKCUMETHIITUPUANH-3-11)-7,7-nuMe -6, 7-nuruaponuppono| 3,4-bmupuaun-5-ona (55,7 wmr, 0,18
MMoutb) B JIXM (10 mu). [Tocite mo6aBiieHnst peakIMOHHYIO cMech nepemermmBany npu 2-5°C B teuenue 0,5 4,
MOCJIe YeTO €€ HaJWBaJM B HaChIMeHHBIH BOMHBIA pacTBop NaHCO; (10 M) m akctparupoBamm JIXM (2x15
wut). OpraHudeckuii cI0il MPOMBIBAJIM PaccoJIOM, BBICYIIMBAIH Haj 0e3BoaHBIM Na,SO,, GUIbTpOBAIN U KOH-
LEHTPUPOBAJIM B BaKyyMe C IOJIydeHHEM ChIporo npoxaykra (58 mr, 100%) B BuIe CBETJIO-KENTOBATOTO TBEPIO-
ro BemecTBa. MC: 322,1 (M+H").
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[Ipomexxyrounoe coequaenue A-17. 2-Metokcu-7,7-mumMeTmi-6,7-muruaponuppoio| 3,4-b mupuauH-5-0oH

K  pactBopy  2-x50p-6-(4-MeTOKCHOCH3WII)-7,7-TUMETIIT-6,7-TUruaApoppoio[ 3,4-b JnupruanH-5-ona
(mpomexxytounoe coemuuenne A-16 [F], 3,15 1, 10 mmons) B JIM® (30 M) mo0aBisuid METaHOJNAT HATPHUS
(0,813 r, 15 MMoIb) TIPU KOMHATHOM TemrepaType. PeakIiMoHHYI0 cMech TIepeMeNTHBaIA TPH KOMHATHON TeM-
neparype B Te4eHue 4 4, IMOCJie 4ero ee rackiii Booi u skctparupoBann EtOAc. Opranndeckuii cjoi mpoMbI-
BaJIl PaccoJIOM, BBICYIIUBAIH Haj 0e3BOTHBIM Na,SO,, GUIBTpOBANIM W KOHIICHTPUPOBAIN B BaKyyMe C TTOITY-
YeHHeM COeIMHEHHs, YKa3aHHOTO B 3aroioske (2,8 T, 90%) B Buze TBepaoro semectsa. MC: 313,1 (M+H").

[B] 2-Mertoxkcu-7,7-mume -6, 7-quruaponuppoio| 3,4-b mupuauH-5-01

0 N
AN

= NH

0

K pactBopy 2-meTtokcH-6-(4-MeTOKCHOCH3WI)-7,7-TUMETIII-6,7-nuruapornuppoio|3,4-bnupuanH-5-ona
(0,31 1, 1,0 mmoms) B CH3CN (5 mur) moGaBmsuin 1iepreBbii HUTpatT ammonus (1,64 r, 3,0 MMOJIb) TIpU KOMHAT-
HOM TemnepaType. PeakiiuoHHyI0 cMech nepeMelnBaiyd NPy KOMHATHOW TeMIepaType B TeueHHe 3 4, TocIie
4ero B cMech 100aBisuy Boxy 1 EtOAc. OpraHndeckuii ol OTAEIsIIH, BRICYIIMBaIU HaJ 0e3BoaHBIM Na,SOy,
(UIBTPOBAIN U KOHIIEHTPUPOBAIN B BaKyyMe C HOJIyYEHHEM CBIPOTO MPOJYKTa, KOTOPHI 3aTeM OYHINAIN KO-
JIOHOYHOH Xpomarorpadueil Ha CHIIMKarele ¢ IMoJiydeHueM COeANHEeHNs, yka3zanHoro B 3arosoBke (0,12 r, 63%)
B BHle TBeporo BemectBa. MC: 193,1 (M+H").

IMpomexyrounoe coequnenne A-17-1. 6-(5-XopMeTHINUPUINH-3-11)-2-METOKCH-7,7-AuMeTIII-6,7-
TurHIponuppoo| 3,4-b jnupuauH-5-0H

ITo ananoruu ¢ METOJOM, OMUCAHHBIM JUIS MOJYYEHHUS! MPOMEKYTOUHOTO coeauHeHus: A-12-1, coeaune-
HUE, YKa3aHHOE B 3ar0JIOBKE, MOIYUHIIM B BUE keaToBaToro macia. MC: 318,3 (M+H+).
[Ipomexxyrounoe coequaenue A-18. 2-Otokcu-7,7-1uMeTI-6,7-quruaponuppoo| 3,4-b jnupunus-5-o1

O
/

K  pactBopy  2-xy0p-6-(4-MeTOKCHOCH3WII)-7,7-TUMETIIT-6,7-TUuruaApouppoo| 3,4-b JnupuanH-5-ona
(mpomexxytouHoe coequHenue A-16 [F], 3,15 1, 10 mmois) B IM® (30 mur) mobasmsim strmat Hatpust (1,02 T,
15 MMoJIB) IpM KOMHATHOHM TeMneparype. PeakiinoHHyI0 cMech IepeMenBaIi P KOMHATHOH TeMIIepaType B
TedeHue 4 4, Iocie 4ero ee racuiau Boaou u skcTparupoBanu EtOAc. Opranuyeckuii ciioif mpoMbIBalu pacco-
JIOM, BBICYIIMBaIHN Haj 06e3B01HBIM Na,SO,, GpUIbTpOBaIM M KOHIIEHTPHUPOBAIN B BaKyyMe C HOJIyYEHHUEM IIPO-
JyKTa, yKa3aHHOTO B 3aronoske (2,9 T, 89%) B Buje TBepaoro semectsa. MC: 327,2 (M+H").
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[B] 2-Orokcu-7,7-quMeTni-6, 7-quruaponupposo| 3,4-b jnupunuH-5-oH

K pactBopy 2-meTokcH-6-(4-MEeTOKCHOCH3WI)-7,7-TUMETIII-6,7-nuruapornuppoio|3,4-bnupuanH-5-ona
(0,33 1, 1,0 mmons) B CH;CN (5 mur) mobasnsumn nepueBbliid HuTpatr ammonus (1,64 r, 3,0 MMoIb) pu KOMHaT-
HOM TemnepaType. PeakiiuoHHyI0 cMech nepeMellnBalyd NPy KOMHATHOW TeMIepaType B TeueHue 3 4, Tocie
4ero B cMech 100aBisui Boxy 1 EtOAc. OpraHndeckuii ol OTAEIsIIH, BRICYIIMBaIU HaJ 0e3BoaHBIM Na,SOy,
(UIBTPOBAIM U KOHIIEHTPUPOBAIN B BaKyyMe C IOJIYYEHHEM CBIPOTO MPOJYKTa, KOTOPHI 3aTeM OYHINAIN KO-
JIOHOYHOH Xpomarorpadueil Ha CHIIMKarele ¢ IMoJiydeHueM COeANHEHNs, yka3zanHoro B 3arosioBke (0,15 T, 72%)
B BHIe TBeporo BemectBa. MC: 207,1 (M+H").

[Ipomexxyrounoe coeauHenne A-18-1.  6-(5-XmopMmeTunmupuanH-3-wmi)-2-3TOKCH-7, 7-TUMETHII-6,7-
TuTHIponuppoo|3,4-b jnupuauH-5-0H

[To aHayormm ¢ METOJOM, OMUCAHHBIM JUIS TIOJYYEHUS MPOMEKYTOUHOTO coenuHeHuss A-12-1, coeamne-
HUE, YKa3aHHOE B 3aroJIOBKE, MOIYUHIIM B BUe kearoBaToro macia. MC: 332,1 (M+H+).
[Ipomexxyrounoe coequnenue A-19. 5-Otop-3,3-aumeTnin-2,3-TUrugpou30uHa0I- 1 -0
F

NH
o
[A] 4-DTOp-2-MeTHIIOCH30MHON KUCIOTHI METHUIIOBBIH 3up
F
o<

0]

K mepemerranaoMy pactBopy 4-¢Top-2-MeTminoen3oitHoi kucnotel (13 r, 84 Mmmons) B MeOH (500 mur)
no6asistu o karwraM SOCI, (20 r, 168 mmois) npu 0°C. IMocne gobaBiieHHsT peakIMOHHYIO CMECh NTEPEMENIH-
BaJIM IIpH KOMHATHOM Temneparype B TeueHue 16 4. Korma TCX mokaszana, 4To MCXOJHOTO BEIIECTBA HE OCTa-
JIOCh, CMECh KOHIICHTPUPOBAIY MPU MOHWKCHHOM JABJICHUH C MOJyYECHHEM CBHIpOro mpoaykra (12,7 r, BBIXOA
90,7%), KOTOPHIi HCIIOIB30BAJIH B CIEAYIOMICH CTa UM PeaKIny 06e3 JOTMOTHUTEITHHON OUYNCTKH.

[B] 2-bpomMmeTmin-4-pTopOeH30HHOM KHCIOTH METHIIOBBIN dPUp

F
Br

o<

o)

Cmech  4-prop-2-MeTHIOCH30MHON  KUCIOTHI  MeTwioBoro adupa (12,7 1, 75,5 wmmomb), N-
opomcykruanMuaa (NBS; ot anrn. N-bromosuccinimide) (13,4 r, 75,5 mMoins) u au-6ensonnnepokcuna (BPO;
ot anri. di-benzoyl peroxide) (0,85 , 3,5 mmoinp) B CCly (200 M) HarpeBasn 10 00pa3oBaHus QIIETMBI B TeUe-
HHUE 3 9 70 TeX MOp, MOKa BCEe MCXOTHOE BEIIECTBO He OblIo m3pacxomoBaHo. [Tocne BakyymHON (hrmbTpanun
(UIBbTpaT KOHIEHTPUPOBAIN B BAKyyMe C MOTydeHHeM chIporo npoaykTa (17 T, Berxon 91%), KOTOPEIH HCTIONb-
30BaJIH B CIICAYIONICH CTAINH PEaKIUU 0e3 JOTIOTHUTCILHOW OYHCTKH.

[C] 5-Dr1op-2-(4-MeTOoKCHOCH3MIT)-2,3 - TUTUAPOU30UH IO - | -OH

F o
N

o}

K mepememanHoMmy pactBopy 2-OpoMmeTnin-4-pTopOeH30iHON KHCI0TH MeTHioBoro 3¢dupa (17 T, 68,8
Mmodis) B TT'® (200 mi) modasnsmu PMBNH, (23,6 T, 172 mmons) mpu 0°C. Tlocne nepeMeIuBanus Mpu KOM-
HaTHOI! TemIepaType B TeueHue 16 U peakIMOHHYIO0 CMECh KOHIIEHTPUPOBAIU B BAKyyMe C MOJyYEHHEM CBIPOTO
MPOJYKTa, KOTOPBI 3aTeM OYMINAIN KOJIOHOYHOI Xpomarorpadueil ¢ ImojydeHHEeM COeIMHEHHS, YKa3aHHOTO B
3aronoBke (13 1, BeIxon 69%), B BUIE TBEpIOTO BEIIECTBA.
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[D] 5-®rop-2-(4-meTokcubeH3mwn)-3,3 - AUMETHII-2, 3 - IUTHIPOU30UHAO- | -OH

F ONg
N

6}

K pactBopy 5-¢prop-2-(4-meTokcubensun)-2,3-muruapon3onsnoi-1-ona (6 r, 22 mmons) B TI'® (30 M)
meteHHo pobasmsiim NaH (4,42 1, 110 mmons) npu 0°C. Tlocne nepememuBanus npu 0°C B Tedenne 30 MUH
no6asisu o karsiv Mel (18,8 1, 132 MMoiIb), M NOyYEHHYIO B pe3yJIbTaTe PeakIMOHHYIO CMECh HarpeBaiu
g0 70°C B teuenue 5 4. Ilocime oxmaxaeHus 10 KOMHATHOH TeMIepaTyphl pEeakIMOHHYIO CMECh HaJIMBald B
BoaubIi pactBop NH4Cl u skctparuposanu EtOAc. Opranudeckuii ciioid BeICYIMBaM HaJ 6e3BoaHBIM Na, SOy,
(unbTpOBaANHN, a 3aT€M KOHLEHTPHUPOBAIH C MOIYyYCHHEM CBIPOTO NMPOAYKTA, KOTOPBIM 3aTeM OUYHUINAIN KOJO-
HOYHOHM XpoMmaTorpadueli ¢ moxyueHneM mpoayKkTa, yka3aHHOTO B 3aroyioBke (4,8 T, Beixox 72,5%) B Buzae TBEp-
JIOTO BEIIIECTBA.

[E] 5-®Top-3,3-numeTnn-2,3-murugpon30uHI01- 1 -oH

F
NH
o}

K mepemerrannomy pactBopy S-¢Top-2-(4-meTokcubOeH3mn)-3,3-1uMeTn-2,3-Turuapon30uHI0I- 1 -0Ha
(3,8 1, 12,7 mmoins) B MeCN (80 mu) 1 HO (40 M) mobasisim niepueBslit Hutpatr ammonust (LIHA) (20,9 T,
38,1 mmoub) npu 0°C. Tlocne nepememmBanus B Teyenne 2 4 npu 0°C peaknnoHHyIo cMech pa3basisum EtOAc
Y NPOMBIBIM paccoioM. OpraHudeckue CIIOW BBICYIIUBaIKM Haj 6e3BoaHBIM Na,SOy4, GpmiIbTpoBamn U KOHIEH-
TPUPOBAJH B BaKyyMe C IOJIYYEHHEM CBIPOTO MPOAYKTAa, KOTOPHIM OYMINAIN KOJOHOYHOW Xpomarorpaduei c
MOJy4eHHEM TIPOIyKTa, yKa3aHHoTro B 3aroyioske (1,03 1, Berxon 45%), B BUE TBEPIOTO BEIECTBA.

I[Ipomexxyrounoe  coeamnenne  A-19-1.  2-(5-Xnopmerwimupuaus-3-un)-5-prop-3,3-mumerni-2,3-

JIUTUAPOU30UHI0- 1 -0H
F

;N X cl
(o] | —
N

[To anayormm ¢ METOJOM, OMUCAHHBIM JUIS TIOTYyYEHUS MPOMEKYTOUHOTO coenuHeHuss A-12-1, coeamne-
HUE, YKa3aHHOE B 3aroJIOBKE, MOIYUHIIM B BUe kearoBaToro macia. MC: 305,1 (M+H+).
[Ipomexxyrounoe coequnenue A-20. 6-OTop-3,3-aumeTnin-2,3-murugpon3ouHa0A-1-oxn

F
NH
(e}

[A] 1-(2-Bpom-4-ropdeniun)-1-MeTHIITHIIAMIH

d“
F Br

K nepemermanaomy pactBopy 2-6pom-4-propoerzonntpmia (5 T, 25 Mmoinb) B 3¢upe (100 mi1) modaBisiu
MeMgBr (25 mi1, 75 MMOITb) TIpH KOMHATHOM TeMIiepaType. ITOT pacTBOpP MepeMEINBAINA TP KOMHATHON TeM-
neparype B teuenue 0,5 4, mocie gero nodasmsu Ti(Oi-Pr), (41 M, 25 MMOIB), ¥ TTOJIYYEHHYIO B PE3YJIbTATE
CMeCh HarpeBaii 70 00pa3oBaHUs (UIETMBI B TedeHHE 6 4. 3aTeM K PEaKIMOHHOW CMECH JTOOaBJISLIIA BOIHBIN
NaOH (10%, 200 mi) mpu 0°C, 1 peakInOHHYIO CMECh ITEpPEMENINBAIN P KOMHATHOM TeMIIepaType AOTOIHH-
tenbHO B TeueHne 30 muH. [Tocne pasbasnenns BogHeM pactBopoM Na,CO; (5%, 400 mir) cMech SKCTparupoBa-
mu t-BuOMe (100 mirx3). O0bequHEHHBIE OPTaHUYIECKUE CIION KOHIIEHTPHPOBAIIN MPH IMMOHWKSHHOM JaBJICHHU.
[Momy4dennslit ocrarox pa3zdasismi BoxubM pactBopoM HCI (5%), u BoaHbIi cioit npombiBanu t-BuOMe (50
mirx2) u noamenaunBanu 20% Bogabsiv NaOH no pH npubmmsurensao 10. IloxydeHHsIi B pe3yapTaTe BOIHBIN
CJIOW MOTOMHUTENBHO dKcTparupoBain t-BuOMe (100 mix3). 3aTeM 00beTUHEHHBIE OPTaHUYECKHE CJIION BBHICY-
muBany Haja 6e3BoaHbIM Na,SO,, GHUIBTPOBAIN M KOHLIECHTPUPOBAIH B BAKyyMe€ C ITOJYYE€HHEM CHIPOT0 IPOIYK-
Ta, KOTOPBIH OYMINAIH KOJIOHOYHOH XpoMmarorpaduel ¢ mojrydeHueM NpoyKTa, yKa3aHHOTo B 3arojoBke (3,0 r,
BeIX0J 51,7%) B BUjie xkenToBaToro Maciua. MC: 231,7 (M+H", 1Br).
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[B] 6-®dr1op-3,3-numMeTnin-2,3- AMruAPON30UHI0- 1 -OH

o}

Cwmech 1-(2-6pom-4-hropdennn)-1-metumytunamuna (1,5 r, 6,52 mmons), Pd(dppf)Cl, (0,15 1), DIPEA
(2,52 1, 19,6 mmonp) B JIM® (20 M) nepememuBanu B aBrokiane npu 2 MIla CO (ra3) mpu 130°C B TeueHue
16 4. [Tocne oxaxaeHns 10 KOMHaTHOH TEMIIEpaTypbl peakHoHHY0 cMech pa3daistiin EtOAc (300 mu).

OpraHudecKuil CIIOH MPOMBIBAIIM PaccoJIoM, (DHIBTPOBAIN U KOHICHTPUPOBAIH NPH ITOHWKEHHOM JIaBJIe-
HHUH C TTOJYYEHHEM CBIPOTO MPOIYKTa, KOTOPBIH OYMIIAIHA XpoMmarorpadueil ¢ MojgydeHHEeM COeIUHEHHS, yKa-
3aHHOTrO B 3arojioBke (100 mr, Berxox 8,6%) B BUJe KOPUIHEBOTO TBEPAOIO BEIIECTBA.

IMpomexyrounoe  coemuuenne  A-20-1.  2-(5-XmopmerwnmupuauH-3-nin)-6-drop-3,3-mumernin-2,3-
JUTHAPOU30UHIO0N-1-0H

CmMmech 6-¢rop-3,3-aumMeTnin-2,3-auruapon3onHioi-1-ona (mpoMexyrounoe coeauHenune A-20 [B], 35,8
mr, 0,2 mmoins), (5-Opommupuans-3-mwn)meranona (74,8 mr, 0,4 mmoins), Cul (3,8 mr, 0,02 mmoms), (1S,25)-
uKIIorekcan-1,2-nuamuna (4,5 mr, 0,04 mmois) u CsyCO; (130 mr, 0,4 MMOJIB) pacTBOPsUTM B AHOKCaHe (5 MI).
Peakmonnyo cmech noJBepraiiu MUKpOBOIHOBOM peakiuu npu 140°C B Tedenue 1 4, mocie 4ero ee HaJuBaIu
B H,O (50 M) m axctparupoBanu EtOAc (2x25 mir). OpraHudeckuid ClIoif IPOMBIBAIA PACCOJIOM, BBICYIITHBAIN
HaJ 6e3BonHBIM Na,SO,, GWIbTpOBaNIM M KOHIEHTPUPOBAIM B BaKyyMe C HOJYYEHHEM CHIPOrO HpoaykTa (52
MT, 92%) B BUJE TBepOTro BemecTsa. MC: 287,1 (M+H").

[B] 2-(5-Xmopmerunmupuana-3-un )-6-ptop-3,3-auMe -2, 3 - Turupou30uHI01- 1 -oH

F

O | P

K pactBopy 6-dpTop-2-(5-ruApOKCHMETHITHPUANH-3-11)-3,3-TUMEeTII-2,3-TUTrHAPOU30UHI0N-1-0Ha (52
mr) B JIXM (10 mi) meanenno mobarisuin tTuonmtxiopun (0,14 mi, 1,9 mmons) npu 0°C. Tlocie mobaBieHus
peakHOHHYIO cMech nepemernuBany mnpu 2-5°C B Teuenue 0,5 4, mocie yero ee HaJIMBaJld B HACHIIIEHHBIN BOJI-
Hb1it pactBop NaHCO; (10 M) u skcrparupoBamu JIXM (2x15 mi). O0beiMHEHHbIE OPTaHUYECKUE CIION TIPO-
MBIBAJIH PACCOJIOM, BRICYIIUBAIA HaJ 0e3BOTHBIM Na,SO,4, GUIFTPOBAIN U KOHIICHTPUPOBAIHN B BAKyyMe C TO-
JydeHrneM ceiporo mponykra (58 mr, 100%) B BHme cBeTIO-KeNTOBAaTOTO TBepAoro eemectsa. MC: 3221
(M+H").

[Ipomexyrounoe coequaenne A-21. 3,3-TumeTwi-1-okco-2,3-auruapo- 1 H-uzonnmon-5-kapOoHATPIIT

NC

o

[A] 4-Bpom-2-MeTHIOSH30HHON KUCIOTHI METHIIOBBIH d(hup
Br

o
K pactBopy 4-6pom-2-metundensoiinoi kuciotsl (30,0 T, 0,14 monp) B 115 M1 MeTaHONIa MEITICHHO J0-
Gasysuy THOHWITXIopHU (20,25 M, 0,28 MoITb), M peakIMOHHYI0 cMech niepeMenuBany pu 70°C B TedeHue 2 9,
MOCJIE Yero e¢ KOHIECHTPUPOBAIM C TOJYYCHHEM CBIPOTO MPOAYKTA, KOTOPBIH 3aTeM OYHIIAIH KOJIOHOYHOM
xpomarorpadueii ¢ moxy4eHneM CoeTuHeHus, ykazaHHoro B 3arojoBke (30,03 T, 93,6%), B Bume TBepAOro Be-
IIECTBA.
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[B] 4-Llnano-2-MeTHIOCH30MHON KUCIOTHI METHIIOBBIH 3(DHp
NC

O
CMmech 4-0poM-2-MeTUIIOCH30HHON KHCIOTHI MeTHiIoBoro 3dupa (26,0 r, 113,5 mmons) u CuCN (12,48 T,
140,7 mmonp) HarpeBanu mpu 180°C B TeueHue 5 4, mocie 4ero ee HAIUBAIM B JIESIHYIO BoAy. TBep/blii ocasok
coOupany BaKyyMHBIM (QIIBTPOBAHHEM C ITOJyYCHHEM CBHIPOTO MPOIYKTA, KOTOPHIA 3aTeM OUYHINAIH KOJOHOY-
HOU xpomarorpadueil ¢ MoITydeHHeM COeAWHEHHs, yKa3aHHOTro B 3arojioBke (12,53 1, 63%) B BHIOe TBepHOro
BEIIIECTBA.

[C] 2-BpomMmeTmin-4-inaHoOEeH30HHOM KUCIOTH METHIIOBBIN dUP

NC
Br

o<

o
CMmech 4-1aHo-2-MeTHIIOCH30HO#M KHCIoThl MeTtuiaoBoro 3¢wupa (12,5 r, 71,35 mmons), NBS (12,7 T,
71,35 mmomnp) n qu-6enzommepokcuna (BPO) (0,8 r, 3,28 mmois) B CCly (200 M) HarpeBasid 10 TEMITEPATyPhI
oOpazoBanust ¢uierMbl B Tedenue 3 4. Ilocme oxmakaeHus O KOMHATHOW TeMIepaTyphl PeaKIHOHHYIO CMECh
dunpTpoBann. OUIBTPAT KOHIIEHTPUPOBAIN B BaKyyMe C MOJIYIeHHUEM ChIporo mpoaykTa (18,2 1), KoTopsIii -
MIOJIH30BAJIH B CIIEAYIOUICH CTaIUH peakuy 0e3 JOMOTHUTEITHHON OUNCTKH.
[D] 2-(4-Metokcubensmn)-1-okco-2,3-muruapo- 1 H-n3onumon-5-kapOoHUTp I

NC o
N

0

K pactBopy 2-6pommeTni-4-1iuaHoOeH30MHON KUCIOTHI MeTriioBoro 3¢upa (18,1 r, 71,24 mmons) B TT'®
(300 mur) mobasmsuim PMBNH, (23,4 , 178,1 Mmonp) npu 0°C, ¥ peakIMOHHYIO CMECh IEpPEMEIINBAIH TPH
KOMHaTHOW Temneparype B TeueHue 16 4. ITocne BakyymHOH QuibTpanun GUIBTpaT KOHLECHTPUPOBAIHN B Ba-
KyyMe.

IomyuyenHslil ocTaTok NOBTOpHO pacTBopsuid B EtOAc u npoMeiBanu Bofoil u pacconom. OpraHudecKui
cyioif BeICYyIIMBanK HaJ 6e3BoaHBIM Na,SOy, (GHILTPOBATN U KOHIEHTPHPOBAIM B BaKyyMe C HOJyYEHHUEM ChI-
pOro MPOJYKTa, KOTOPBIN OYHMINAIH KOJOHOUHOU Xpomatorpadueii (11,69 r, 56,0%), B Buae TBEpAOTO BEIIECT-
Ba.

[E] 2-(4-MeTokcuben3nn)-3,3-nuMeThi- 1 -okco-2,3-murunpo- | H-n3onuaon-5-kapooHuTpun

NC O
N

0]

K pactBopy 2-(4-meroxcubensmn)-1-okco-2,3-guruapo-1H-u3zonnmon-5-kapoouurpmna (11,6 r, 41,7
mmods) B TT'® (300 mim) mobasmstmu NaH (8,34 1, 208,4 mmons, 60% B MUHEpanbHOM Macie), U PEaKIHOHHYIO
CMeCh TIepeMEIINBAIIA TIPU KOMHATHOW TemriepaType B TedeHue 1 4, mocie 4ero mo6aBmsiaun Hoamertan (35,5 T,
250,1 mmoup). Tlocne moGaBieHUsT peakMOHHYIO cMech mepemermuBaiy npu 70°C B TedeHue 2 4 J0 TeX Top,
MOKa BCE MICXOJHOE BEIIECTBO HE OBUIO M3pacxomoBaHo. [locie oxiakaeHns A0 KOMHATHOHM TeMmepaTyphl I10-
6aBisi HackIeHHBIH BoaHbIH pacTBop NH4Cl, u cmech akerparnpoBanu EtOAc (200 mnx3). O0benHeHHbIE
OpraHWYECKHe CIJIOW BBICYIIWBAIM Hax 0e3BogHbIM MgSO,, GuimbTpoBamu M KOHIICHTPUPOBAIHN MPU MOHIKEH-
HOM JIaBJICHUH C MOJYYEHHEM CHIPOTO MPOJyKTa, KOTOPBIN OYMINaIN KOJOHOYHOW XpomaTorpaduei ¢ moryde-
HHUEM COCJMHCHUS, YKa3aHHOTO B 3aroiioBke (7,22 T, 56,5%), B BUIIe TBEPAOTO BEUICCTBA.

[F] 3,3-Aumetni-1-okco-2,3-murunpo- 1 H-u3ounnomn-5-kapOooHuTprI

NC
NH

0

K pactBopy 2-(4-metokcuben3mn)-3,3-aumMeTi- 1 -okco-2,3-muruapo- 1 H-uzounnon-5-kapoonurpuna (3,5
r, 11,42 mmonb) B MeCN (70 min) no6asmsmu LIHA (18,79 1, 34,27 mmons) B 30 M1 Boasl npu 0°C. Tlomyden-
HYIO B Pe3yJIbTaTe PEeaKIMOHHYI0 cMech niepememuBany nmpu 0°C B TeueHue 1 9 10 Tex mop, MoKa BCe UCXOAHOE
BEIIECTBO He OBLIO M3pacxXoI0BaHO. PeakMoOHHYI0 cMech dKCTparupoBaiu Mexay Bogoi u EtOAc, u o0benu-
HEHHBIC OPTaHUYECKUE CJIOW BBICYIMUBaIK Hax 0e3BoHbIM MgSO,, GUIBTPOBATH M KOHIICHTPUPOBAH TIPH TI0-
HIDKEHHOM [IaBJICHHHU C TOJYYeHHEM CBIPOTO NPOAYKTA, KOTOPHIA OYMINAIN KOJOHOYHOM Xpomartorpadueit ¢
MOJTy9YeHNEM COeIMHEHMS, YKa3aHHoro B 3arosoBke (1,06 1, 49,8%), B Buie TBepIOTo BEmIECTBA.

[Ipomexyrounoe coequaerune A-21-1. 2-(5-XmopMeTwimupuana-3-un)-3,3-1uMeTri- 1 -okco-2,3-Turuapo-
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1 H-u3onHm01-5-kapOooHNTPHIT
NC

N cl

=
N

ITo aHanmornu ¢ METOAOM, ONHCAHHBIM JUIS MOTYYCHHSI MPOMEXYTOUYHOTO coequHeHus A-12-1, coenune-
HHe, YKa3aHHOE B 3aroJI0BKe, IIONYUYMIIH B BHJIE XKeAToBaToro Macia. MC: 312,1 (M+H)).
IIpomexxyrouHoe coequnenue A-22. 6'-Xnopcnupo[nuknonpomnas-1,1'-u3onnnonus]-3'-oxn

cl
NH
o
[A] 1-(2-Bpom-5-xn0pdeHmT) IIKIIoTpoIaHaMuH
Cl
NH,
Br

K mepememannomy pactBopy 2-6pom-5-xmopoensonurpuna (10 v, 46 mmons) u Ti(Oi-Pr), (16,64 mm, 55
MMoutb) B TT'® (200 mur) ipu -78°C mob6asisimum mo karwrsivM EtMgBr (138 mu, 138 mmons). Peaknmonnoi cMecn
JIaBaJIM TIOJIOTPETHCS 10 KOMHATHOW TEMITEpaTyphl U IepeMenmmBainy B TeueHue 2 4. Jlo6asmsum BF;-Et,O (17,2
MJI), ¥ PacTBOp NEpEMEITHUBANIH €Ille B TeUCHHE 16 U, Mmociie 4ero ero racuiau BoaHbIM pactBopoM HCIl u mpombI-
Banmu EtOAc. Bognyto da3y nosomwmm no pH npubmusutensro 10 BomabiM pactBopoM NaOH u skctparupoBa-
mu EtOAc (3x). OOBbeIMHCHHBIC OPTAaHUIECKHE CIIOM KOHIICHTPHPOBAIH C MOJYYCHUEM CHIPOTO MPOIYKTa, KOTO-
PBIH OUHMIIAIA XpoMaTorpaduer ¢ MoJydeHneM COSAUHEHH, YKa3aHHOTO B 3aroioBke (2 T, Bexon 17,6%). MC:
246,7 (M+H', 1Cl) B Buze macna.

[B] 6'-Xnopcnupo[mukiomnponad-1,1'-u3oungonut]-3'-on

Cl
NH
0]

Cwmech 1-(2-6pom-5-xmopdennn)mukionponanamuna (2 r, 8,1 mmons), Pd(dppf)Cl, (0,2 r), DIPEA (3,1 1,
24,3 mmons) B IM® (20 M) nmepemermmBanyu B aBTokiase mpu 2 MIla CO (ra3) npu 130°C B Teuenue 16 4. Pe-
akmMoHHYI0 cMmech pazbasisuin EtOAc (300 mut) u mpombiBanu paccoioM. OpraHMYecKUi CIIOHW BBICYIIMBAIN
Haj 0e3BOHBIM Na,SO,, GUIBTPOBAIN M KOHIICHTPUPOBAIHN NIPH TMOHMKEHHOM JIaBJICHUH C TOTYICHHEM CBHIPO-
ro MPOJAYKTa, KOTOPBIM OYMIIamy Xpomarorpadueil ¢ MoIydeHHEM COSIUHCHHS, YKa3aHHOTO B 3arojoBke (700
MT, BBIXOT 44,6%), B BHJIE KEITOr0 TBepaoro semecTsa. MC: 193.8 (M+H', 1CI).

IMpomexyrounoe coeaunenne A-22-1. 6'-Xiop-2'-(5-(XJI0pMETHI)TUPHINH-3 -1 )CITUPO| IUKIOTPOIIaH-
1,1'-uzounnonun]-3'-on

cl

;N N cl
(] | —
N

ITo aHanmornu ¢ METOAOM, ONHCAHHBIM JUIS MOTYYCHHSI MPOMEXYTOUHOTO coequHeHus A-12-1, coenune-
HHe, YKa3aHHOE B 3aroJI0BKe, IIONYUYMIH B BHJE XKeaToBaToro Macia. MC: 320,1 (M+H)).
IIpomexxyrouHoe coequnenue A-23 6'-Oropcnupo[uukionponas-1,1'-n3onsaonun]-3'-on

F
E‘ :NH
[¢]

[A] 1-(2-Bpom-5-¢TopdeHnT) IuKIoNnpOnHIaMUuH

F\(f
N
Br

K mepememanHomy pactBopy 2-0poM-5-drop-6em3onutpmia (1 r, 5 mmons) u Ti(Oi-Pr), (1,81 mm, 5,5
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MMoub) B a¢upe (20 min) nobasmsum EtMgBr (3,67 min, 11 Mmons) npu -78°C. Ilocne nmepeMemmBanust mpu -

78°C B Teuenune 10 MMH pacTBOp MOZOTPEBAIN JO KOMHATHOM TeMIeEpaTyphl U MEpEeMEIINBalIK B TeueHue 1 4.

Job6asmsmm BF;3-Et,O (1,25 mun), mocne 9ero ero nepememyBany emie B Tedenne 1 4. [Tocnme goGasnenus 1H.

BoxHo# HCI (15 M) u acdupa (30 M) moGasnsimn Boxusd pactBop NaOH (10%, 45 mi) ¢ mody4eHneM IBYX

npo3paunbix (as. Cmeck sxctparupoBain EtOAc (30 mux5). O0beTMHEHHBIC OPTraHUYECKHUE CIIOU BBICYITUBAIN

Haz 6e3BomHbIM Na,SO,4, GUIBTPOBAIH H KOHIICHTPUPOBAIH B BaAKyyMe C TIOJYyYEHHUEM CBIPOTO TPOIYKTa, KOTO-

PBIA OYHIAIA KOJIOHOYHOUW Xpomartorpadueit (I19:0A = 5:1) ¢ monydeHneM coemuHEHUs, YKa3aHHOTO B 3aro-
noBke (800 mr, 70%), B BHIEC MacIa.

[B] 6'-®ropcrupo[mukiomnpomnan-1,1'-m3onnnonun]-3'-o1

NH

0]

F

PactBop 1-(2-6poMm-5-ropdennn)uuknonponmwiamuna (4,2 T, 18,3 mmons), Pd(dppf)Cl, (0,42 1), DIPEA
(7 r, 54,8 mmon) B 40 M1 JIM® narpesanu nipu 130°C npu 2 MIla CO B Teuenue 12 4. [Tocne oxmaxaeHus 10
KOMHATHOW Temmeparypbl go6aBisuin EtOAc u mpombiBamu paccosioM. OpraHudecKuid C0d BBICYIITHBAIHA HaJT
6e3BoaHbIM Na,SOy4, GUIBTPOBANIM W KOHIICHTPHUPOBAIU B Bakyyme. ChIpOH MPOJYKT OYHINATH KOJOHOYHON
xpomarorpadueii ¢ moIydeHneM COeTUHEHNUS, yKa3aHHoro B 3arojoBke (0,3 T, Berxox 65,2%), B BUAE TBEPIOTO
BEILIECTBA, B TO K€ BPEMSI BBIIEIMIIOCH 3,3 T MICXOIHOTO BEIIECTBA.

[Mpomexyrounoe coexmuenue A-23-1. 2'-(5-(Xmopmerwn)nupuanH-3-ui)-6'-GTopcnupo[ IUKIONPOaH-

1,1'-uzounnonun]-3'-on
F

;N A cl
g
N

ITo aHanmornu ¢ METOAOM, ONHCAHHBIM JUIS MOTYYCHHSI MPOMEXYTOUHOTO coequHeHus A-12-1, coenune-
HUE, YKa3aHHOE B 3ar0JIOBKE, MOIYUHIIM B BUe XkearoBaToro macia. MC: 303,1 (M+H+).
IIpomexxyrouHoe coequnenue A-24. 5'-@ropcnupo[nuknonponas-1,1'-usonngonun]-3'-on

F
NH
(¢]

[A] 1-(2-Bpom-4-dTopheHmn) IUKIompOoTTaHaAMUH

F Br

K mepemenrannomy pactBopy 2-6pom-4-propdenzonutpuna (5 r, 25 mmouns) u Ti(Oi-Pr), (9,05 mm, 27,5
MMoutb) B 3dupe (100 mur) mpu -78°C nobasmsun mo karumsim EtMgBr (18,3 M, 55 mmons). PactBopy maBamu
MOJIOTPETHCS O KOMHATHOW TEMIIEpPaTyphl U MEpeMeIIuBaId B TeueHue | 4, mocue yero modasisutn BF;-Et,0
(6,25 M), ¥ TIepeMeIIMBaHie MMPOIODKAIN P KOMHATHOM TeMmeparype emie B TedeHue | 4. PeakumoHHBIH
pactBop racwiu 1H. pactBopom HCI n npomsiBanu EtOAc. Boausrii cioii noBoauiu 1o pH npubnmsurensho 10
BomHBIM pactBopoM NaOH (2m.), a 3atem skctparupoBainu EtOAc (3x). O0bequHEHHBIE OpTaHUYECKHUE CIIOU
BHICYIIUBAIK Haa 0e3BOAHBIM Na,SO,, GUAbTpOBany M KOHIEHTPUPOBAIU B BaKyyMe. 3aTeM OCTATOK OYHIIAIIN
KOJIOHOYHOW Xpomarorpadueil ¢ MoIy4eHuEeM COCIMHEHUs, YKa3aHHOro B 3aronoBke (3,0 r, Berxox 52,2%), B
BUJIE JKEJITOBATOTO Macia.

[B] 5'-®@ropcmupo[mukionpomnan-1,1'-n3onnnonun]-3'-oH

NH

0]

Cwmech 1-(2-6pom-4-propdennm)uukiaonponanamuna (3,0 r, 17,4 mmons), Pd(dppf)Cl, (0,4 1), DIPEA
(5,051, 39,1 mmois) B IM® (40 mir) mepememnBany B aproknase rnpu 2 MIla CO (ra3) npu 130°C B TeueHue
16 u. ITocne oxylakaeHUsI 10 KOMHATHOM TeMIepaTyphl peakHoHHYyl0 cMech pasdasisiiim EtOAc (300 mi) u
MIPOMBIBAIA paccoyioM. OpraHuvecKuil CIoW BBICYIIMBAIN HaJ 0e3BOAHBIM Na,SO,, QuabTpoBamy W KOHIICH-
TPUPOBAIH IIPU TOHWKEHHOM JABJICHHUH C MOJYYEHHEM CBIPOTO MPOLYKTa, KOTOPBIN OUYHIIAIN XpoMaTorpadueit
C TIOJIyYCHHUEM COEOMHEHUs, yKa3aHHOTO B 3aronoBke (600 mr, Beixon 26%), B BUIE KOPHIHEBOTO TBEPIOTO BE-
IIECTBA.

[Ipomexyrounoe coemuaenne A-24-1. 2'-(5-(XmopMmeTwn)mupuauH-3-mi)-6'-hTopcrnupo[ TUKIONPOIIaH-
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1,1'-uzounnonuu]-3'-on

o I _

ITo ananoruu ¢ METOJOM, ONMUCAHHBIM IS MOJYYEHUS] MPOMEKYTOUHOTO coeauHeHus: A-12-1, coeaune-
HUE, YKa3aHHOE B 3aroJIOBKE, MOIYYHIIM B BUe kearoBaToro maciaa. MC: 303,1 (M+H+).
IIpomexxyrouHoe coequnenue A-25. 6-Xnop-3,3-auMeTun-2,3-AUruIpon30uHI0I-1-0H

NH
Cl

o)

[o anamoruu ¢ METOAOM, OIIMCAHHBIM I TTOTYYCHUS IPOMEKYTOUYHOTO coeAnHEHHST A-20, HCTI0NB30BaTH
2-6pom-4-xnopoenzonutpui (cragust A) u 1-(2-6pom-4-xnopdenmn)-1-metmwmTiiamMul (ctaaus B) ¢ momyuye-
HUCM COCJMHCHUS, YKa3aHHOTO B 3aroJIOBKe, B BUJIE TBepAOTO BemecTBa (Borxoa 40%). MC: 196,1 (M+H+).

[Mpomexyrounoe  coemunenne  A-25-1.  6-Xnop-2-(5-xnopMetwinupuant-3-un)-3,3-aumernin-2,3-
JTUTHIIPOU30MHAON-1-0H

[To aHanmoruu ¢ METOAOM, ONHCAHHBIM Ul MOJYYSHHs MPOMEXYTOYHOTo coenuneHus A-12-1, coemune-
HHe, YKa3aHHOE B 3aroJI0BKE, ITOJNYUYMIIH B BHJE XKeaToBaToro Macia. MC: 322,1 (M+H)).
[Ipomexyrounoe coequaenue B-1. 3-bpoM-5-(2-u3onponuimMuia3oi- 1 -uiIMeTHT) TUPpUTAH

[A] 3-Bpom-5-xs0pMeTUANUPUINH

K pactBopy (5-6pommupuann-3-mwi)meranona (3 v, 16,0 mmons) B JIXM (15 mi), oxmaxkaeaaomy no 0°C,
o0aBIsIH 10 KaruisiM THoHWIXopun (7,59 t, 63,8 MMOIIb), U peaKIIMOHHYIO CMECh MEePEeMEINBaIl MPHU KOM-
HaTHOW TemIepaType B TeueHrue Houn. CMech HaJduBaM Ha Jieq/Boay (20 M), moAIIeIayuBaId KOHIIEHTPHUPO-
BanHbIM NaOH (8 mi) u akcrparupoBanu EtOAc (2x50 mur). O0beiMHEHHBIE OPIraHUYECKHE CIIOH BBICYIIHBAIIH
Hag Na,SO,, GUIbTpOBAIM U BBRIIAPUBAIN 10 CYXOCTH. OCTaTOK ouMIaiM (udII-XpoMarorpadueil Ha CHITIKa-
rene, amoupys rpaguerToM oT 0 1o 40% EtOAc-rentaH, ¢ moydeHHEM COEIWHEHHS, YKa3aHHOTO B 3aT0JIOBKE
(3,08 1, 93%), B BUAE Oenoro TBepmoro Bemectsa. MC: 206,0, 207,9 (M+H+).

[B] 3-Bpom-5-(2-u30nponInMnAa3o- 1 -nIMeTHI ) TUPHINH

K cycnensun ruapuna vatpus (60% B MmunepaisHOoM Macie, 0,073 r, 1,82 mmoins) B JIM® (3 min) mobas-
s 2-m3onponi-1H-umunaszon (0,173 r, 1,57 MMoIIb), ¥ peaknMOHHYIO CMECh NepeMeIInBalli MIPU KOMHAT-
HOHM TeMmeparype B Teuenue 20 MuH. 3atem pobasisin 3-0pom-5-xmopmermnmupuaus (0,25 1, 1,21 Mmors), u
MOJMYYCHHYIO B pe3yJIbTaTe CycrieH3uto Harpeanu npu 60°C B TeueHue Houn. CMeCh TacHiIu BoJoW (2 M) U
skctparupoaiii EtOAc (2x10 mi). O0beTMHEHHBIE OpTaHUYEeCKUE CIION BRICYIIMBaIU Haa Na,SOy4, GriibTpoBa-
JM U KOHIICHTPUPOBAIU B BakyyMe. OCTaTOK OYMINANHN (PIdII-XpoMaTorpadueil Ha CHIIHKArelie, JIIOUPYs rpa-
nmueHToM oT 0 10 5% MeOH-IXM, ¢ nonmydeHueM coenHeHus, ykazanaoro B 3arojioBke (0,275 r, 81%), B Buze
cBeTIo-xentoro Macaa. MC: 280,0, 282,0 (M+H").

[Ipomexyrounoe coequaerne B-2. 3-bpoM-5-(2-MeTnmMu1a30:1- 1 -uIMeTHIT) TUPUTAH

Br. N N/é
\~/
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Ilo anamorum ¢ MeTOAOM, ONMCAaHHBIM AN MOJyYEHHs NPOMEXYTOUHBIX coeauHeHui B-1 [B], 2-
METWIMMHA30J1 TIOABEPTralli COYECTAHUIO C 3-OpOM-5-XJIOpMETHIUPUANHOM (IIPOMEXYTOYHOE coelMHeHue B-
1[A]) ¢ moxy4eHHeM COeNMHEHHs, YKa3aHHOTO B 3ar0JIOBKE, B BHJIC CBETIO-KOPHYHEBOTO TBEPJOTO BEIIECTBA.
MC: 251,9, 254,0 (M+H").

[Ipomexyrounoe coequaenne B-3. 3-bpom-5-[1,2,4]Tprazo-1 -uiIMeTHIMAPUIRH

Br X N /\\N
L J A
N
ITo ananmoruu ¢ METOIOM, OMMCAHHBIM JJISl IOJMyYEHUs] MPOMEXYTOUHbIX coenunenuit B-1 [B], 1H-1,2,4-
TPHa30J1 MOJBEPIaId COYETAHUIO C 3-OpOM-5-XJITOPMETHIIMUPUIMHOM (IIPOMEXYTOYHOE coeauHenne B-1[A]) c
MOJYYCHUEM COCAMHCHUSI, YKa3aHHOTO B 3arojioBKe, B Buje Oenoro TBepaoro BemectBa. MC: 2389, 241,3
(M+H").
[Ipomexyrounoe coequaenue B-4. 1-(5-bpoMmupuanH-3-uaMeTHI ) TUPPOTUAUH-2-0H

0]
| pZ
N

Ilo anamorum ¢ METOAOM, OMMCAHHBIM Ul MOIY4YEHUs MPOMEKYTOUHBIX coequHeHuil B-1 [B], mupponu-
JIMH-2-0H TIO/IBEPTajll COUYETAHUIO C 3-OpOM-5-XJIOpMETHINUPUANHOM (TIpoMeKyTouHOe coequnenne B-1[A]) c
MOJIyYeHUEM COEIMHEHHUs, YKa3aHHOTO B 3arojioBke, B Buae Oemoro TBepmoro BemectBa. MC: 251,1, 257,1
(M-+H).

[Ipomexyrounoe coequaenue B-5. 1-(5-bpoMmupunnH-3-uaMeTHI ) TUIIePUANH-2-0H

0
Br XN '\é
o
N
Ilo anamoruu ¢ METOIOM, ONMCAHHBIM JJIs MONYyYCHHS MPOMEXYTOUHBIX coenuHeHuit B-1 [B], nmunepu-
JIMH-2-0H TIO/IBEPTajll COUYETAHUIO C 3-OpOM-5-XJIOPMETHINUPUANHOM (TIpoMeKyTouHOe coequnenne B-1[A]) c
MOJYYCHUEM COCIMHCHHUS, YKa3aHHOTO B 3aT0JIOBKE, B BHUje OecrBeTHOro Macia. MC: 269,2, 271,2 (M+H+).
IMpomexyrouHoe coeaunenne B-6. 3-bpom-5-((S)-2-MeTOKCUMETHANPPONIUANH- | -HIMETHI) TUPUIANH
Br | O N

pZ
N

/O

ITo aHamornu ¢ METOIOM, ONMHCAHHBIM I TOJYYCHHUS TMPOMEKYTOUHBIX coeamHennid B-1[B], (S)-2-
(METOKCHUMETHI)TUPPOTUINH TIOIBEPTalll COYETaHHUI0 C 3-OpOM-5-XJTOPMETHIIITUPUANHOM (IIPOMEKYTOTHOE
coequHeHue B-1[A]) ¢ monydyeHreM COeqMHEHUs, YKa3aHHOTO B 3ar0JIOBKE, B BHJE kenToro Macia. MC: 285,0,

286,9 (M+H").
[TpomexyrouHoe coeaunenne B-7. DTaHcynb(OHOBOH KUCIOTH (5-OpOMIMPHUANH-3-HIMETHI)aMH]
o, ,0
Br. N N ,S\/
| H
—

N

B konby 3arpyxamm S-OpomaukoTHHadbACTUA (2,55 1, 13,7 MMmoins), stancymbdonamun (2,99 r, 27,4
MMOJIb) B TOXyoJ (250 M), 3aTeM J00aBIISUIH 10 KarusiM M3omponokcuy Tutana (5,84 r, 20,6 mMous). Peakmm-
OHHYIO cMech nepememuBany mpu 115°C B TeueHne HOUH, a 3aTeM KOHIICHTPUPOBAIH B BakyyMme. OcTaTok pac-
tBOpsutd B JIXM (200 mur) 1 MeOH (200 mur) u mo6asnstmu mopuwsimu NaBH, (1,04 , 27,4 mmois) nipu 0°C.
Peaknmonnyto cmech nepememmBany mpu 0°C B teyenne 30 mMuH, a 3areM HaiauBanu B Boxy (100 mur), u momy-
YCHHYIO B pE3yNbTaTe CYCICH3WIO (PIIBTPOBANM 4depe3 cioil aukamuta. Croi mukamura mpombiBamu XM
(3x100 mm). ITosydeHHBIN B pe3yabTaTe BOAHBINA CIIOH OTHAEISIM U dKcTparupoBamu JJXM (500 mi). O6benn-
HCHHBIC OpraHWYeCKUe ClIoW BhICymmBaiu Haj Na,SO,, GuabTpoBamy u mpenaicopOUpOBad Ha CHITHUKArelie.
Ocratok ouninany ¢mm-xpomarorpadueil Ha cuiamkarese, amoupys rpaguenTom ot 0 1o 5% MeOH-IAXM, c
MOJYYCHUEM COCIMHCHMS, YKa3aHHOTO B 3aroyioBke (3,01 1, 79%), B Bue opaH:KeBOro TBEpA0T0 BemecTBa. MC:
279,0, 281,0 (M+H").

[Ipomexyrounoe coequaenne B-8. (S)-1-(5-bpommupuana-3-nm)-5-ruApOKCUMETHIITTAPP OTUIUH-2-0H

B repmernunort mpobupke 3,5-muOpommumpumuH (0,5 1, 2,11 wMmombp) oOvemumsuin ¢ (S)-5-
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(ruppokcumeTin)mupponuanH-2-oHoM (0,243 1, 2,11 mmons), domumnom meau(l) (0,040 r, 0,021 Mmmos), kapOo-
HatoMm kamus (0,583 1, 4,22 mmons) u N,N'-mumermwmatmieaauamuaom (0,037 r, 0,042 mmons) B 1,4-1uokcane
(20 mu1). Peaknmonnyto cmech HarpeBanu mpu 110°C B Tedenune Houn. CMeCh OXJTKIAIN 10 KOMHATHOW TeMITe-
paTypsl, GQUIBTPOBAIN Yepe3 MUKAIHUT U mpombiBaiii JIXM. OctaTtok ouumianu Qumii-xpoMarorpadpueii Ha cH-
nuKarene, >moupys rpagueaToM ot 0 go 10% MeOH-JIXM, ¢ moiaydeHneM COeAWHEHHs, yKa3aHHOTO B 3aro-
noske (0,140 T, 25%), B BHAE cBETNO-kenTOro Macia. MC: 271,1, 273,1 (M+H)).
[Ipomexyrounoe coequHenue B-9. 1-(5-bpoMmupunuH-3-ui)mupponuanH-2-0H
o}

Br b
| X
P
N
ITo ananoruu ¢ METOAOM, OTIMCAHHBIM ISl TOTYYEHHS] IPOMEXKYTOUHOTO coeAnHenus B-8, nuppoaunuu-2-
OH TOJIBEPTaJId COYCTAHUIO C 3,5-THOPOMITUPUIMHOM C MOJyYCHHEM COCAMHEHUS, YKa3aHHOTO B 3arOJIOBKE, B

BUJIE CBETJIO-XKENTOro TBEporo Bemectsa. MC: 241,0, 243,0 (M+H+).
[Ipomexyrounoe coequaenne B-10. 3-bpom-5-((S)-2-MeTOKCUMETHITTUPPOITUAWH- | -FIT) TUPUTIH

BFWQ
“ 0
N
\
ITo ananmoruu ¢ METOOM, ONMCAHHBIM I Nody4deHus npumepa 135 [B], (S)-2-MeTokcUMeTHUIIHPPONUAUH
MOJABEprajy B3auMoJeHcTBHIO ¢ 3,5-nuOpomnupuauHoM B npucytctBuu Pdy(dba);, pan-BINAP u Ttper-
OyTniata HaTpuUs C MOJYYEHHEM COCJMHEHUs, YKa3aHHOT'O B 3arojloBKe, B Buae xenrtoro macma. MC: 271,1,

273,1 (M+H").
IIpomexxyrounoe coequnenue B-11. 4-bpom-5,6,7,8-TeTparuipon3oXuHoNuH-8-01

Br
| A OH
-
N
[A] DTHa-5-0pOoM-4-METIITHUKOTHHAT
0
Br. | A 0
=
N

K nepememanHol CBETIIO-KOPUYHEBOH CYCHEH3UU 5-OpoM-4-MeTHIHUKOTHHOBOHM kucnotsl (10,00 r, 46,3
MMoIb) | 3TaHona (2,97 mun) B JIXM (231 M) npu 0°C B atmocdepe aprona nobasmsumn EDCI (10,9 1, 55,5
mmoinb) 1 DMAP (566 wmr, 4,63 MMoub); iepeMenBaHie Mpo1obKalld B TEUEHHE HOYH, U PEaKIIMOHHON CMECH
JlaBaJli MOAOTPETHCSA 10 KOMHATHOM TeMIepaTyphl. 3aTeM PEaKIMOHHYIO CMECh HaJIMBAJIU HA BOJHBIN pacTBOp
10% KH,PO, ¢ mocneayromeii sxctpakmueir AcOEt (3x). Opranndeckue ¢a3bl MPOMBIBAN OJUH pa3 BOJAHBIM
pactBopom 10% KH,PO,, Haceimennsm pactBopoM NaHCO; 1 BogubIM HachimeHHBIM pacTBopoM NaCl. O0b-
eZIMHeHHble oprannydeckue (asel BicynnBain (Na,SOy4), GUIBTPOBAIN M BRITIAPUBAIN C HOIYYSHHEM COEHHE-
HUS, YKa3aHHOTO B 3arosoBke (9,49 r, 84%), B BUIe KOPHYHEBOTO TBEPAOTO Bemecta. MC: 244,0 (M+H", 1Br).

[B] Metun-4-6pom-8-o0kco-5,6,7,8-TeTparupon30XHHOJIMH- 7-KapOOKCHIIAT

Otnn-5-6pom-4-metnaukoTuHat (7,04 T, 28,8 Mmons) B TT'® (28,8 mur) 106aBisiii B TeUeHHE TIEpHOaA
20 mun x pactBopy LDA (31,7 mmons) [mosyuen w3 N,N-mumzonpormiamunaa (4,52 mi, 31,7 MMonb) U H-
oyrummutus (19,8 M, 31,7 mmons, 1,6 M B rekcane) B 144 M TI'®] mipu -78°C. TlomydeHHBINH B pe3ysibTaTe
TEMHO-KPaCHBIM pacTBOp TepeMemuBain B TedueHne 20 MUH, 3aTeM A00aBisuid MeTwiakpuiar (6,21 T, 72,1
MMoutb) B TT'® (28,8 mi) B Teuenne 15 MuH. PeakmoHHYI0 CMeCh TepeMENTNBAIH JOTIOJHATEIHHO B TEUCHUE
1,5 4, 3aTem noGasinsun BoaHbIH 10% pactBop AcOH (nomryuyenHstit B pesynbrate pH 4-5), u peakimoHHOH cMe-
CH 1IaBJIM TIOJJOTPETHCS 0 KOMHATHOM Temneparypsl. Ilociie BeImapuBaHus OCTATOK HAJIMBAIM Ha BOJHBIA Ha-
cermeHHbId pactBop NaHCO; u axctparupoBanu EtOAc (3x). OO0beuHeHHbIE OpraHUYeCKHe CIIOW BBICYIIIBA-
m (Na,SO4) M KOHLIEHTPUPOBAJIM C TIOJIydYCHHEM COEIMHEHHs, yKa3aHHoro B 3arojoBke (7,80 T, 95% npu 70%
grcToTe ¢ 30% MCXOHOTO BEMIECTBA) B BH/IE KOPHYHEBOTO TBEpI0ro Bemecta. MC: 284,0 (M+H", 1Br).

- 86 -



035454

[C] 4-Bpom-6,7-nuruapounzoxunonun-8(SH)-on

Br.

X
| =
N

CrIpoit MmeTmin-4-6poM-8-0kco-5,6,7,8-TeTparuipon30XuHoINH-7-kapookcwmnat (7,79 r, 27,4 MMoib) pac-
TBOPsUTH (HEOOJIBIIOE KOJIMYECTBO HEPACTBOPEHHOTO BemiecTBa) B BogHoM 6 M pactBope HCI (84,1 mu, 505
MMOJIb) ¥ HarpeBaJIM IIpH TemIiepatype oopazoBanus ¢iermsl B TedeHue 2,5 4. Kuciblii pacTBOp KOHIEHTPHPO-
BAJIM B BaKyyMe, CyCIIEHUPOBAIN B BOAE (IPHOIM3UTENBHO 25 MIT), OXJIaXKIAIH BO JIbIy U Hoanienaynsamu 6,0
M KOH. Bonnsriii pactBop skctparupoBanu s¢pupoM (2x) u CH,Cl, (3x), o0ObeuHEHHBIC OpraHUYECKHUE CIIOH
BeICyImMBaM Hajx Na,SO,, QUIABTPOBAIM M KOHLEHTPUPOBAIH C MOIYYCHHEM COSANHEHUS, YKa3aHHOTO B 3aro-
noBke (4,30 T, 69%), B BUJe KOPHYHEBOTO TBepaoro Bemectsa. MC: 226,0 (M+H", 1Br).

[D] 4-bpom-5,6,7,8-TeTparuqpon30XuHOIUH-8-0J1

Br.
A OH

| ~
N

4-bpom-6,7-muruapounszoxuaonuH-8(SH)-ou (2,135 1, 9,44 mmons) cycnenaupoBam B MeOH (18,9 mu),
oxnaxaamm 1o 0°C u oopabarsiBany NaBH, (357 mr, 9,44 Mmoip) B 5 mopumsx B Tedenue 30 MUH; 3aTeM peak-
IIMOHHYIO cMech TiepeMemuBany B TeueHue 3/4 4 mpu 0°C (TCX mociie 30 MUH He TIOKa3aja UCXOAHOTO BeEIIle-
ctBa). 3aTem nobasysuu no karmwisiMm AcOH g0 pH npuGnm3utensHo 5-6, M peaKIMOHHYI0 CMECh BBITTAPHBAIIH.
OctaToK pa30aBIIsIM BOJOK W HAJTMBAIM HA BOJIHBIM HackIeHHBIH pacTBop NaHCO; ¢ mocienyromme dKkcTpak-
et EtOAc (3x). Opranndeckue ciou IpOMBIBAIM OJMH pa3 BOIAHBIM HachlMeHHBIM pacTBopoM NaHCO; u
BonHBIM 10% pactBopom NaCl, BeicymmuBanu Hag Na,SO, U KOHIICHTpHPOBAIH B Bakyyme. OcTaTOK TIOBTOPHO
pactBopsiin B CH,Cl,, BeImapuBanu ¢ H-ieHTaHOM (3X) mpuOIU3nUTENbHO 10 20 MIT KaXIbIH pa3, Py 3TOM Tpo-
IYKT OCaXIAeTCs; 3aTeM PACTBOPHUTENb ACKAHTUPOBAIN, M OCTATOK MPOMBIBATH H-TICHTAHOM W BBICYIIHNBAIA B
BBICOKOM BaKyyMe C IIOJIy4YEeHHEM COEIMHEHMs, yKazaHHOro B 3arojioBke (1,98 r, 92%), B Buae TeMmHO-
KOPHYHEBOTO BA3Koro Macia. MC: 227 (M', 1Br).

IMpomexyrounoe coeaunenne B-12. N-(4-bpom-5,6,7,8-TeTparunpon30XnHOINH-8-H1IT)TpOITMOHAMH ]

o}
Br. X N
| H
~
N
[A] 4-Bpom-5,6,7,8-TeTparuipon30XHHOIHH-8-aMUH
Br
| A NH,
Pz
N

4-bpom-6,7-nurunpounsoxuHoianH-8(SH)-oH (mpomexxyTtounoe coenuuenue B-11[C]) (4,81 1, 21,3 mmonsb),
uzonpomnokcu tutana(lV) (12,1 r, 42,6 mmois) u ammuak, 2,0 M pacteop B MeOH (53,2 mu1, 106 mMois), mie-
peMeIuBaK TP KOMHATHOU TeMIiepaTtype B TeueHue 5 4. PeakimoHHyro cMech oxiaxkaanu no 0°C u nobasis-
mu noprusimu NaBH, (1,21 1, 31,9 MMouts) B Teuenne 10 MUH; TIOTYyYEHHYIO B pe3yibTaTe CMECh TIepEeMEITHBAIH
TP KOMHATHOH TeMIlepaType JOMOTHUTEIBHO B TeUeHHE 2 4. PeakKIIMOHHYIO CMECh TaCHIIN ITyTeM HAJINBAHUS €€
B BOAHBIN 25% rUIpoOKCcHI aMMOHHS, ocafok (uisTpoBany u npombiBasin EtOAc (3%, KaxIblil pa3 CycreHan-
poBa B AcOEt u mepememmBanyu B TedeHue 5 MuH). OpraHMYecKUi CIIOH OTAEINSIN, U OCTATOYHBIN BOTHBIH
cioit skctparupoBasin EtOAc. O0beuHeHHBIE OpraHudeckre dKCTpakThl dkcTparupoBam 1 M HCI. Kucisie
BOJIHBIC AKCTPAKTHI MPOMBIBAITH 3THIANeTaTOM (1), 3aTeM 00pabaThiBau BOIHBIM MHIPOKCHAOM HaTpus (2 M)
¢ nonyuenuem pH 10-12 u sxctparupoBaiu EtOAc (3x). O0beqMHEHHBIC OPTaHUYCCKUE IKCTPAKTHI TIPOMBIBAIIA
paccosom, BeicymuBanu (Na,SO4) M KOHIICHTPUPOBAIN B BaKyyMe C IOJIYICHHEM COCIMHCHUS, YKa3aHHOTO B
3aronoBke (4,11 T, 85%), B BHie KOPHYHEBOTO TBepAOro BemecTsa. MC: 225 (M, 1Br).

[B] N-(4-bpom-5,6,7,8-TeTparuapon30XUHOJIMH-8-HIT) TPOITMOHAMHU/T

(0]
Br X N
| H
=
N

K mepemenranHoMy KOpHYHEBOMY pacTBopy 4-06pom-5,6,7,8-TeTparuapon3oxuHoinH-8-amuna (318 mr, 1,4
MMOJIb) U TponroHoBoM kucioThl (114 mr, 1,54 mmons) B CH,Cl, (7,0 mur) mpu 0°C B atMocdepe aprona Jo-
6asismi EDCI (63,3 mr, 0,330 MmxMoutb). [lepeMernniBanue mpoIoJpKaiyd B TEICHHE HOUH, U PEaKIIMOHHOW CMECH
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JlaBaJIi MOJIOTPEThCsl O KOMHATHOM Temmeparypbl. PeakimoHHyI0 cMech HajuBaiud Ha BoaHbIM 10% pactBop
KH,PO, ¢ mocaenyromeii sxctpakuueit AcOEt (3x). Oprannyeckue ¢a3bl MpoMBIBAIH OIUH pa3 BogHbIM 10%
pactBopom KH,PO,, HacbimenHsiM BogHbIM pacTBopoM NaHCO; n HachkimieHHBIM BOAHBIM pacTBopoM NaCl;
00beANHEHHBIE OpraHndeckue (aspl BeIcymmBany Haj Na,SOy4, punbsTpoBany 1 BeimapuBaini. OcTaTok pacTBo-
psun B CH,Cl,, BeImapuBaiu ¢ H-eHTaHOM (3x) mpuOnmu3nTensHo 10 10 M KaXIbslii pa3, IPH 3TOM MPOIYKT
OCaXJIAJICS; 3aTE€M PacCTBOPHUTENb JCKAaHTHPOBAIH, M OCTATOK HMPOMBIBAIN ABAXKABI H-MICHTAHOM C MOJIYYCHHEM
CoeIMHEeHus, ykazaHHoro B 3arojoBke (0,365 r, 92%), B Buie CBETJIO-KOPUIHEBOTO TBepAoro BemecTBa. MC:
283,0 (M+H", 1Br).
[Ipomexyrounoe coequaenne B-13. 2-(5-bpommupuaun-3-unmmertnn)-[ 1,2 tnazunan-1, 1 -muokcun

ROAS
N O7R
0
I[To aHanmorum ¢ METOIOM, OIMCAHHBIM [UIS TIOJYYCHHS TPOMEXKYTOUHBIX coenuHenwid B-1 [B],
[1,2]Tnazunan-1,1-a11M0KCH] MOABEPTAM COYETAHHIO C 3-OpOM-5-XJTOPMETHIIMTAPUIANHOM (ITPOMEKYTOUIHOE CO-
equHenne B-1[A]) ¢ monydeHneM coemuHEHMs, YKa3aHHOTO B 3ar0JIOBKE, B BHE OEIOBATOTO TBEPJOTO BEIIECT-

Ba. MC: 305,1, 307,1 (M+H").
IpomexyTtounoe coeuuenne B-14. 3-Bpom-5-(1,1-amokco- 1A -H30THa30/11M AHH-2- HIMETIHIT) TUPHIUH

RS
N 07h
0]
[To amamoruu ¢ METOIOM, OMTUCAHHBIM JIJIsI TIOMYUYEHHUS TIPOMEKYTOUHBIX coefnHennid B-1 [B], nuzotmaso-
TUanH-1,1-THOKCH ] TTOABEPTAI COUYETAaHUIO ¢ 3-OpOM-5-XTOpMETHIITUPUANH (ITPOMEKYTOUHOE coenHeHne B-
1[A]) ¢ momy4yeHueM the coenvHEHMs, YKa3aHHOTO B 3aroJIOBKE B BHJIE CBETJIO-KenToro macima. MC: 290.9,

292.8 (M+H").
IMpomexyrounoe  coenunenne  B-15.  (8)-1-(5-Bpommupunnn-3-unmernn)-5-(Tper-0y THIAUMETHII-

CHJIAHUJIOKCUMETHUIT) TUPPOJIHIUH-2 -0H
oA~
N 5 v
=Si
Br
S \\6
| ~

N
[To ananorum ¢ METOAOM, ONTMCAHHBIM IS TIOTYUYEHUS TPOMEXYTOUHbIX coeauaennii B-1[B], (S)-5-(tpet-
Oy THIIIUMETHIICHIIAHMIIOKCUMETHIT ) TUPPOJIAINH-2-0H MoIBEpraiu COYETaHUIO c 3-6pom-5-

XJIOPMETHITTUPUIUHOM (TMIPOMEXYTOUHOE coeanHenne B-1[A]) ¢ momydeHneM coOeIMHEHNUs, YKa3aHHOTO B 3aro-
JOBKe, B BUJE OecrBeTHOro Macna. MC: 3992, 401,2 (M+H").

[Ipomexyrounoe coemuHerue B-16. (S)-1-(5-bpommupuana-3-HaMeTHI)TUPPOTHINH-2-KapOOHOBOH KH-
CJIOTBI METHJIOBBIH 3(hup

Br|\ N

/

0 -

0]

Ilo ananmormm c MeTOAOM, ONUCAHHBIM A MOJYy4YEHHs NPOMEXYTOUYHBIX coeauHeHuid B-1 [B],
(S)mupponuauH-2-KapOOHOBOH ~ KHMCJIOTBI ~ METWJIOBBIH  3(Hp IOJABEpralyd COUYCTaHHIO C  3-OpoM-5-
XJOPMETHITTUPUIIHOM (TMPOMEXYTOUHOE coeanHenne B-1[A]) ¢ momydeHneM COeIMHEHNUs, YKa3aHHOTO B 3aro-
JIOBKE, B BHJIE CBETI0-Kenroro Mmacia. MC: 299,2, 301,1 (M+H+).

[Ipomexyrounoe coequaenne B-17. N-(4-bpom-5,6,7,8-TeTparuapon30XuHOINH-8-MIT)al[e TAaMH]T

0]
—
N

K mepememannomy pactBopy 4-0pom-5,6,7,8-TeTparuapon30XuHOIHH-8-aMUHa (TPOMEKYTOTHOE COCIIH-
Henne B-12[A], 318 mr, 1,4 mmons) u Et;N (3,0 mur) 8 IXM (10 M) mobasstmu anerwixiopun (0,106 mo, 1,4
mmons) nipu 0°C, u nepememmBanue npoxobkany npu 0°C B teuenue 1 4. [lomydeHHylo B pe3ynbrare cMech
skctparupoanii EtOAc (2x100 mur). O0bemuHEHHBIE OPTAHUIECKUE CIIOW TIPOMBIBAIA PacCOJIOM, BBICYIITUBAIH
Hax 6e3BonHBIM Na,SO,, GUIbTPOBAIH M KOHIICHTPUPOBATIH B BAKYYME C IOyYECHHEM CHIPOTO MPOAYKTA, KOTO-
peIii ounmanu udI-xpomarorpadueil Ha cuimukarene, amoupys rpagueHToMm ot 0 mo 50% EtOAc-renran, ¢
MOJYYCHUEM COCIMHCHHS, YKa3aHHOTO B 3arojioBke (346 Mmr, 92%), B BU/IE CBETIO-KEITOTO TBEPAOTO BEIICCTBA.
MC: 269,1 u271,1 (M+H").

- 88 -



035454

[Mpomexyrounoe coeaunenne B-18. N-(4-bpom-6,7-nurunpo-SH-[ 2 [mupunus-7-w1)nponnoHaMu g

(0]
BF\EQNJ\/
| ~
N

[A] OTHn-3-(3,5-mubpoMupuanH-4-1IT)IpOIIaHoaT

(

Oy 0O

Br DN Br

P

N
PactBop 3,5-mubpom-4-metrnmupunria (20 T, 0,08 moip) B TT'® (50 M) m00aBiIsiid B TeUeHUE TepHOIa
1 9 k pactBopy LDA (0,088 mons) [momyder n3 N,N-nmunzonpornmiamuna (8,9 , 0,088 Monb) U H-OyTHIIATHS
(35 wmu, 0,088 momb, 2,5 M B rekcane) B 400 ma TI'®@] mpu -78°C. [lomydeHHbIH B pe3yabTaTe TeMHO-KpacHBIH
pacTtBop mepememmBany npu -78°C B TeueHne 30 MuH, mociie yero no06aBisiu dTwiiopoManerar (33,4 T, 0,2
Moutb) B TT'® (50 M) 3a meproa 30 muH. PeaknimoHHYI0 CMeCh TIepeMEIINBAIIN JOTIOJIHATEIHHO B TeUSHHE 2,5 1
npu -78°C, mocne yero nobasmsimm 10% AcOH (c momydenuem B pesynasrare pH 4-5). 3aTem peaxIroHHOM cMe-
CH JTaBaJIM TIOJOTPETHCS 10 KOMHATHOM Temmepatypbl. [Tocie BEITapuBaHus pacTBOPUTEIICH OCTATOK HATUBAIIU B
HachIeHHbIH BogHbINH pacTBop NaHCO; u axctparupoBanu EtOAc (100 mix3). O0bennHEHHBIE OPTaHUISCKUE
CJIOM BBICYIIWBAIX HaJ 0e3BOMHBIM Na,SO,4, GUIBTPOBaIN U KOHIICHTPUPOBAIH B Bakyyme. OCTaTOK OYHIIAIA
KOJIOHOYHOW Xpomarorpaduel ¢ osydeHneM COeAMHEHNs, yKa3anHoro B 3aroyioBke (9 r, 33,5%) B Buzne xento-
ro TBepzoro semectsa. MC: 337,7(M+H'", 2Br).
[B] 4-bpom-5SH-1uknonenral ¢ Jnrupuans-7(6H)-on

Br N [¢]

P

N

K pactBopy atmin-3-(3,5-nnbpomnupuaun-4-wi)npomnanoara (4 r, 11,9 mmoins) B TT'® (60 mi) memieHHO
no6asismn n-Buli (9,52 mui, 23,8 MMmoib, 2,5 M B rekcaHe), Ipy 5TOM HNOAJIEP)KUBast BHYTPEHHIOIO TEMIIEpAaTy-
py Hike -70°C. Tlocne mobaBieHHs peaKIMOHHYIO CMECh MEepEMEIINBAII MPU TeMmIeparype Hiwke -65°C mo-
TIOJTHUTEJILHO B TeUCHHE 2 4. PeakIIMOHHYIO CMECh TaCHIIU BOJIOW, a 3aTteM skcTparupoBanu EtOAc (100 mx3).
OO0beMHEHHBIE OPTAaHNIECKUE CJIOW BRICYIIMBAIN Hal 0e3BOHBIM Na,SO,, GUIBTpOBAN M KOHIIEHTPHUPOBAIH
B BaKyyMe. 3aTeM OCTaTOK OYHINAJIN KOJOHOYHOH Xpomarorpadueil ¢ morydeHHeM COeAMHEHHsS, YKa3aHHOTO B
3arosioBke (1,2 T, 47,6%), B Buzge TBepaoro Bemecrsa. MC: MC: 213,7 (M+H+, 1Br).

[C] 4-Bpom-6,7-murunpo-SH-nmknonenTal ¢ [mupuanH-7-uiIaMuH

Br NH

P

N

CH3COONH, (4.8 T, 62 mmons), NaCNBH; (315 mr, 5 mmons) u 4-6pom-5SH-1miuksionenTal ¢ [mupuana-
7(6H)-on (1,0 T, 4,15 Mmmons) B EtOH (10 mur) noGaBinsuin B TepMETHYHBINA (DIAKOH JJIs1 MUKPOBOJIHOBOM IEYH.
CmMmech mojBeprainu MUKpOBOJIHOBOMY oOurydeHuto npu 130°C B Teuenne 4 muH. Ilocne Toro, xak OoJIbIIyIO
yacth EtOH BhImapuBany npu MoHWKEHHOM JaBJIEHUH, CMeCh 00pabaTbiBaiy BOIHBIM 2H. pactBopoM NaOH o
pH 6oinee 10 u sxctparupoamn EtOAc (50 minx2). O0benrHEeHHBIE OPTAaHUIECKUE CIIONW BBICYIIMBAIN HaJl Oe3-
BoaHbIM Na,SO4, GHIBTPOBANIN M KOHIEHTPUPOBAIH TP MOHIKEHHOM JIAaBJICHHHU C TIOJIyYEHHUEM CHIPOTO IIPO-
JyKTa, yKa3aHHOTO B 3aroyioBke (800 Mr), KOTOPBI UCIIOIB30BAH B CIIEAYIONIEH CTaUN pPeaknuu 0e3 JTOTOITHH-
TenpHOU ouncTtku. MC: 212,9 (M+H+, 1Br).

[D] N-(4-Bpom-6,7-murunpo-SH-nnkmonenTal[ ¢ [ TupuArnH-7 -1 ) IPOTTHOHAMHU T

(e}
Br NJ\/

X

-

N

K pactBopy 4-0pom-6,7-muruapo-SH-1uknonenralcloupunus-7-amuaa (650 mr, 3,05 mMMonb, ducToTa
65%) n Et;N (400 wmr, 3,97 mmons) B TI'® (20 mi) nobasmsiin nponuoHuiaxiopun (219 mr, 2,38 MMoib) npu
0°C, u nmepemMemnBaHue Mpoa0JDKaIH B TeueHue 2 4. Jlobasmsm Boxy (10 mir) u EtOAc (10 mut), v BoIHBIH cnoi
skctparupoaiii EtOAc (10 Mnx3). O0bennHEHHBIC OPTaHUIECKIE CIIOW BRICYIIMBAIN HaJl 0€3BOAHBIM Na,SOy,
(UIBTPOBAIN M KOHLEHTPUPOBAIHM B BaKyyMe C IOJyYEHHEM CBIPOTO IPOJIYKTa, KOTOPBIH OYMINAIN KOJOHOY-
HOHM Xpomarorpadueil ¢ moiydeHHeM COEAMHEHUs, yKa3zaHHOro B 3aronoBke (200 mr, 37,6%), B Bune 6eioro
TBepaoro Bemectsa. MC: 270,9 (M+H', 1Br).
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[Ipomexxyrounoe coequnaenue B-19 N-(4-bpom-6,7-nurunpo-5SH-[2 Jnupunus-7-min)aneTaMus

o}
Br | AN Nk
2
N

[To ananoruu ¢ METOJOM, OMUCAHHBIM JUIsl TIOMYyYEHUS! MPOMEXYTOUHOTro coeanHenus B-18 (ctamus D),
COCJIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, MTOMYYHIIH B BUJIC OSIOTO TBEPAOTO BEIICCTBA, UCTIONB3YS ALCTHIXIOPHT
B KaUeCTBE HCXOMHOTO BemecTsa. MC: 256,9 (M+H', 1Br).

[Ipumep 1. 6-Xmop-2-nmupunuH-3-mwi-3,4-nuruapo-2H-u30xuHonuH- 1 -oH

Cl
m@
0 ~
N

B repmernunoit mpobupke 3-Opommupumua (0,1 1, 0,633 Mmonb) o0BemmHAIM C  6-XJ0p-3,4-
quruaponzoxuHonni-1(2H)-onoMm (mpomexyrounoe coequnaenue A-2) (0,115 r, 633 mmons), oxunom meau(l)
(0,012 r, 0,063 mmoib), kapborarom kamus (0,175 T, 1,27 mmoine) u N,N'-numetmmtrieaauamuaom (0,013 T,
0,127 mmonn) B 1,4-muokcane (2 mi). Peaknnonnyto cmech HarpeBanu npu 110°C B Teuenne Houn. CMech OX-
TaKIadu 10 KOMHATHON TeMmIepaTyphl, (GUILTpOBaIN depe3 AUKaIUT U npoMbiBaim JIXM. OcTtaTok ounmiaim
(mm-xpomartorpadueil Ha cunmkarene, moupys rpagueHToM oT 5 g0 100% EtOAc-renran, ¢ momydeHHEM
coenMHenus, ykazaHHoro B 3aronoske (0,107 T, 65%), B Buze Gesoro Teeporo semectsa. MC: 259,1 (M+H)).

IIpumep 2. 5-(6-Xiop-1-okco-3,4-nurunpo- 1 H-u30XuHOIUH-2 -1 HAIKOTHHOHUTP AT

Cl
N
m(j//

o P
N

6-X70p-3,4-qurunpo-2H-n3oxuHonmuH-1-0H (MpoMexyTodHoe coenuHeHue A-2) (36 mr, 0,2 mMmons), 5-
opom-aukoTrHOHUTpHWI (73 Mr, 0,4 MMois), Cul (3,8 mr, 0,02 mmons), (1S,2S)-tuknorekcan-1,2-guamus (4,5
mr, 0,04 mmons) u Cs,CO5 (130 mr, 0,4 MMOJIB) pacTBOPsUTH B AUOKcaHe (5 mit). PeaknmmoHHyI0 cMech MmoaBep-
raj¥ MUKpOBOJHOBOH peakumu npu 150°C B Teuenne 2,5 4, nocne vero ee HanuBanu B H,O (50 mun) u skerpa-
rupoBam EtOAc (2x25 mur). OpraHudeckwid CIOH TPOMBIBAIM PACCOJIOM, BBICYITHUBAIH Haj O€3BOIHBIM
Na,SO,, punpTpoBany U KOHIEHTPUPOBAIN B BaKyyMe C IOJIYYEHHEM CBHIPOTO NPOAYKTa, KOTOPHIH OYHINAIN
npenaparuBHoii BOXKX ¢ nomydennem coenmHeHusl, ykazaHHOro B 3aronoBke (15 mr, 26%), B Buge 6eioro
TBepzoro Bemecta. MC: 284,1 (M+H").

IMpumep 3. 6-Xnop-2-(5-ruapOKCUMETHIITUPUIUH-3-111)-3,4-1uruapo-2H-n3oxuHonuH- 1 -on

cl
N
| N OH
o pZ
N
[A] (5-bpommupuanH-3 -1 )METaHOT
B
r | N OH
-

Boprunpun watpus (2,2 1, 59,1 mmons) nobaBmsuin npu 0°C K CycleH3WHW S-OpOMIUPHINH-3-
kapOanbaeruzaa (10,0 T, 53,7 mmons) 8 MeOH (100 mur). Cmecs nepememmusanu npu 0°C B Tedenue 1 4, mocne
yero ee racwim pobasieHueM Bozasl (5,0 mia). B pesynpraTe BelapuBaHUS pacTBOPHUTENEH ITONYYHIH CBETIIO-
JKEJITOBATOE MACI0, KOTOpOe MOBTOPHO pacTBopsiid B EtOAc u npoMeiBanu Bonoil. OpraHudeckuil cinoi BeICy-
mmBany Haj Na,SOy4, GMIBTpOBaIN U KOHIEHTPHPOBAIN B BAKyyME C TOJyYEHUEM COEIMHEHHs, YKa3aHHOTO B
3aronoske (9,6 T, 95%), B Buze 6ecusetHoro macna. MC: 188,0 u 190,0 (M+H").

[B] 6-Ximop-2-(5-ruapoKCUMe THITTUPUINH-3 -11)-3,4-muruipo-2 H-n30XuHoIMH- 1 -0H

Cl
N
7@?|\ N
(0] P
N

B repMernunoit npobupke Ha 25 M (5-OpomnupuauH-3-mwin)metanon (900 mr, 4,8 MMoinb), 6-x0p-3,4-
muruapo-2H-n3oxuHomuH-1-0H (poMexyTtodnoe coemuuHenue A-2) (800 mr, 4,4 mmoins), Cul (200 wmr, 1,1
MMoutb), Cs,COs (3,0 T, 9,2 mmoms) u (+)-(S,S)-1,2-muamurornuknorekcan (0,4 mi, 3,2 MMOJIb) pacTBOPSIIH B
nmuokcane (8,0 mi). [TomydeHHyI0 B pe3ynbTaTe peakiiMOHHYI0 cMech Harpeanu mpu 150°C B Tedenue 3 4, 1o-
cie yero ee HaymmBaiau B H,O (50 mur) u sxcrparupoBanu EtOAc (2x125 mur). Opranudeckuii ciioi IpoMbIBaIIH
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paccoiiom, BICYIIMBaIH Hax 6e3BoaHBIM Na,SOy4, GUILTPOBAIM M KOHIIEHTPUPOBAIN B BAKyyME C ITOJy4CHHEM
CBIPOTO TPOAYKTA, KOTOPBIH ouMimanu ¢umi-xpomatorpadueit Ha cumukarene (rpazuent 30-100% EtOAc-
TeKCaH) C MOJIyYeHHEeM COCOMHEHUs, ykazaHHoro B 3aroinoBke (1,1 T, 90%), B BHIOE CBETIIO-KENTOTO TBEPIOTO
+

BemectBa. MC: 289,2 (M+H").

[IpuBencHHBIC HIDKE COCTUHEHUS, IEpEUHCIeHHBIE B Tab. 1, OBIIM MOIYYEHBI IO aHAJIOTHH C METOJIaMH,
OTIICAHHBIMHU IS TIOTydeHHsI puMepoB 1, 2 wu 3[B] ucnonn3ys COOTBETCTBYIONINE UCXOIHBIC BEIIECTRA.

Tab6muma 1

Mony-
YeHOo
no
aHa-
MC (M+H)* McxoaHble BelecTsa no-
rmmc
npu-
me-
poM

HassaHne/CTpykTypa coeAnHeHuns

Mpumep

6-Xnop-2-(5-xnop-nupnauH-3-un)-3,4-
aurngpo-2H-n3oxXnHonuH-1-oH

cl 6-Xnop-3,4-guruapo-
2H-N30XMHONWUH-1-0H
~ N Cl (NpomexxyTo4Hoe 2
| X coeanHeHune A-2) n 1-
o P Bpom-3-xnop-6eH3on
N
293,1

6-Xnop-2-(5-hTop-nnpuanH-3-unn)-3,4-
Anrnapo-2H-n3oxXMHONuH-1-oH

Cl 6-Xnop-3,4-auruapo-
2H-N30XUHOMWH-1-0H
0 N F (npomexyToyHoe 3[B]
| X coegunHeHne A-2) n 3-
o P Bpom-5-cbTop-nnpugnH
N
2771

6-Xnop-2-(4-xnop-nupnguH-3-un)-3,4-
Anrnapo-2H-N30XMHOMWH-1-0H

Cl
Cl 6-Xnop-3,4-auruapo-
2H-N30XMHONWUH-1-0H
© N (npomeskyTouHoe 2
X coeavHeHune A-2) n 3-
B6pom-4-xnop-NnpuanH
o] N/

293,1
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2-(5-bpom-nnpugnH-3-un)-6-xnop-3,4-
Anrnapo-2H-n3oXnHoNuH-1-oH

6-Xnop-3,4-aurnapo-
2H-N30XMHOMWH-1-0H

cl
~ N Br (npomexxyTouHoe 2
| = coefuHeHue A-2) n 3-
o P 6pom-5-rog-nupuanH
N
337,1
6-Xnop-2-(5-meTun-nnpuanH-3-mn)-
3,4-Avrnapo-2H-n30X1HONMNH-1-0H
cl 6-Xnop-3,4-gurngpo-
2H-N30XMHOMNWH-1-0H
o N N (npomexyToyHoe 3[B]
I coeauHeHune A-2) un 3-
o P OpoM-5-MeTUN-NNPULUH
N
273,1
5-(6-Xnop-1-okco-3,4-guruapo-1H-
WN3O0XUHOMWH-2-UN)-NUPUANH-3-
kapoaneaeria 6-Xnop-3,4-aurngpo-
Cl 2H-N30XMHOMWH-1-0H
o (NnpomexxyTouHoe 2
N coefuHeHue A-2) n 5-
X ~
| O | 6pom-nnpugmH-3-
0 P kapbanbaerus
N
287,1
6-Xrop-2-(5-meTokeu-NUpuAnH-3-1n)-
3,4-aurnapo-2H-N30XMHONNH-1-0H
o]
6-Xnop-3,4-gurngpo-
2H-N30XMHOMWH-1-0H
o o (NpoMeEsKyTOUHOE 1

l P
N

coeauHeHune A-2) n 3-
6pom-5-meTokcu-
NMPUANH
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6-Xnop-2-(5-13onponokcu-nupuanH-3-
un)-3,4-aurng po-2 H-N30XMHOMNMH-1-0H

6-Xnop-3,4-aurngpo-
2H-N30XUHOMNUH-1-OH
(MpOMEXyYTOUHOE

cl
- \Q:’;"\@O\( coeguHenve A-2) n 3-
6poM-5-13onponokcu-
© N/ NUPUANH
317,2
6-Xnop-2-[5-(1-rugpokcun-1-metun-
3TUN)-NNpUAnNH-3-unj-3,4-gurnapo-2H-
WN30XUHOMWNH-1-OH 6-Xr10p-3,4-41rnapo-
cl 2H-N30XMHONUH-1-0H
~ (npomexyTouHoe
- N coeauHeHve A-2) n 2-(5-
} = OH OpOoM-NUPUANH-3-1n)-
o / nponax-2-on
N
317,2
6-Xnop-2-[5-(1-rmgpokcn-3Tnn)-
nupuauns-3-unl-3,4-gurnapo-2H-
N3OXVHOMMWH-1-0OH 6-Xnop-3,4-4nra,po-
ol 2H-N30XMHOMNWH-1-0H
® (npomexyTouHoe
A coeauHeHune A-2) n 1-(5-
N AN OH OpomM-NUpUANH-3-un)-
f aTaHon
o] L
N
6-Xnop-2-[5-((R)-1-rnapokcu-aTun)-
nupvaus-3-unl-3,4-aurnapo-2H-
WN30XUHOMWNH-1-0H 6-Xn0op-3,4-aurnapo-
2H-N30XMHONWH-1-0H
< (npomexyTouHoe

cl
[ j: :N
= OH
o] >
N

3031

coeguHeHue A-2) n (R)-
1-1-(5-6pom-nmpnanH-3-
nn)-3TaHon
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6-Xnop-2-[5-((S)-1-rnapokcu-aTnn)-
nupuaux-3-unj-3,4-gurnapo-2H-
N30XMHOMWH-1-0H

6-Xnop-3,4-aurnapo-
2H-N30XMHOMNWH-1-0H
(npomexxyTouHoe

w H
= H coeguHeHve A-2) un (S)-
OH 1-1-(5-6pom-nupunanH-3-
Wn)-3TaHon
3031
6-Xnop-2-[5-(1-MeToKCK-3TUN)-
nupuauH-3-unj-3,4-aurnapo-2H-
WU30XUHOMWUH-1-0H 6-Xr10p-3,4-AUriapo-
cl 2H-WN30XMHONUH-1-0H
© (npomexxyTouHoe
-~ N x o coeavHeHne A-2) 1 3-
| Bpom-5-(1-meTokeu-
o N 3TUN)-NUPUAVH
317,2
2-(5-AMMHONUPUAWH-3-1n)-6-xnop-3,4-
Anrnapo-2H-N30XMHOMNNH-1-0H
al 6-Xnop-3,4-aurngpo-
2H-130XMHONWH-1-0H
~ (NpomexxyTouHoe
- N V2 | coeaumenive A-2) n 5-
U B6poM-NnpuanH-3-
o] o nnamuH
N
2741
6-Xnop-2-[5-(2,2,2-TpndpTop-1-
A POKCU-3TUN)-NNPUAUH-3-Un]-3,4-
Anrnapo-2H-N30XMHONNH 1FOH 6-Xr10p-3,4-AMriapo-
cl E F 2H-U30XMHOMUH-1-0H
© (npomexxyTouHoe
A \Q?\l coeaguHeHue A-2) n 1-(5-
= OH | 6pom-NUPUENH-3-1n)-
o I P 2,2,2-TpnudpTop-3aTaHon
N
357,2
6-Xnop-2-[5-(2,2,2-TpucpTop-1-
METOKCUW-3TUN)-NNpnanH-3-unj-3,4-
AVMAPO-2H-N30XMHOMMH-1-0H 6-Xnop-3,4-aurugpo-
E 2H-U30XMHONWH-1-0H
cl F F (MpoMeXyTOYHOE
2 coeavHenve A-2) u 3-
N N o Bpom-5-(2,2,2-TpndTop-
, 1-MeTOoKCU-3TUN)-
0 = nUpUZWH
N
371,2
6-Xnop-2-[5-(ynknonponun-rugpokcu-
MeTUN)-NNPUZUH-3-u1n]-3,4-aUrnapo-
2H-130XMHOMNWH-1-0H 6-Xr10p-3,4-A1rMapo-
Cl 2H-130xMHONMH-1-0H
o (MPOMEXYTOUHOE
N N coeaunHerne A-2) n (5-
= OH B6pomM-nnpuauH-3-nn)-
o | P LiUKNONpPOnun-MeTaHon
N
329,2
6-Xnop-2-[5-(ynKnonpPONUN-MEeTOKCH-
MeTUN)-NNpUAUH-3-un]-3,4-amrngpo-
2H-N30XMHONMH-1-0H 6-Xrop-3,4-aurngpo-
2H-130XMHONMH-1-0H
(npomexyToyHoe
~ coeguHeHue A-2) n 3-

Cl
m s O/
o] P
N

343,2

Bpowm-5-(umknonponun-
METOKCU-METNM)-
nUpVAKH
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6-Xnop-2-(4-TpnTOopMETUN-NUPUANH-
3-un)-3,4-aurngpo-2 H-N3oXMHONUH-1-

OH
Cl F F
F
N AN
0 =
N

6-Xnop-3,4-aurngpo-
2H-N30XMHONWH-1-OH
(npomexyTouHoe

N
N coeaunHeHve A-2) n 3- 38l
Opom-4-TpucbTopmeTUn-
nPUANH
3271
6-Xnop-2-[5-(2-rmapokcu-aTnn)-
nupugmun-3-unj-3,4-gurnapo-2H-
N3OXMHOMMWH-1-0H
6-Xnop-3,4-gurngpo-
a 2H-N30XMHOMMH-1-0H
© (npomexxyTouHoe
N \CQ\' SN OH | coeauHenme A-2) n 2-(5- 2
\(j/\/ 6pom-NupuAnH-3-un)-
o N aTaHon
303,1
6-Xnop-2-[5-(1-meTokcn-1-meTun-
3TUN)-NUPUANH-3-unj-3,4-aurnapo-2H-
WN30XUHOMWUH-1-OH 6-Xnop-3,4-aurngpo-
a 2H-N30XMHOMNWH-1-0H
< (NpomexyTouHoe 2
N N coeaunHeHve A-2) n 3-
= o Bpom-5-(1-MeToKCH-1-
5 | P METUI-3TVM)-NMPUAUH
N
3312
OraHcynbdoHoBOW KMCNOoThI [5-(6-
Xxrop-1-okco-3,4-aurnapo-1H- 6-Xr10p-3,4-
N30XMHOMWH-2-UN)-NNpuanH-3- AVMMAAPOMIOXMHOMIH-
unmeTunj-ammg 1(2H)-ok
cl (MPOMEXYTOUHOE
0 coeauHeHue A-2) n 1
N o 3TaHCyNbGOHOBON
Q. o
N kucnoTbl (5-6pom-
N AN NN NMUPUANH-3-UNMETNN)-
| H amug (NpoMeXXyTO4HOoe
-
N coeguHeHne B-7)
380,1
6-Xnop-2-[5-(2-okco-nupponuamnH-1-
WA)-IMpUAMH-3-ur)-3,4-gurngpo-2H- | 8-Xnop-3,4-
V3OXVHOMMH-1-OH AWML PON3OXUHOIIMNH-
1(2H)-oH
cl (npomexxyTouHoe
8 coeguHenve A-2) n 1-(5- | 1
N x N 6pom-nupuAnH-3-u1n)-
\{j/ NUPPONNANH-2-0H
0 = ° (NpoMexyTouHoe
N coeauHeHue B-9)
342,0
6-Xnop-2-(1-metnn-1H-nnpasono[3,4-
clnupuanH-4-nn)-3,4-gurngpo-2H-
WN3OXVHOMWH-1-OH
Cl 6-Xnop-3,4-
LWMA POVN3OXUHOTMNH-
[o) 1(2H)-oH
~ —N (NpomexyTo4Hoe 1
N \N coepuHeHne A-2) n 4-
N N 6pom-1-MeTun-1H-
nupasono[3,4-
P> clnpuanH
N
313,2
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6-Xnop-8'-rugpokcu-3,4,5',6',7',8'-

rekcarnpo-[2,4'1aum3oxvHonuHnn-1- | 6-Xnop-3,4-
OH LWUMI PON3OXUHOIMNH-
a 1(2H)-oH
(MpomMexXyTouHOoE
3 ! coefuHeHne A-2) 1 4- 1
X OH 6pom-5,6,7,8-
TeTparuipou3oXMHONMMUH-
© N/ 8-on (NpomexyTo4yHoe
coejuHeHune B-11)
3291
N-(6-Xnop-1-okco-3,4,5,6.,7',8- | 8-Xnop-3,4-
rekcarnapo-1H-[2,4laumsoxuHonuunn- | AUMAPOUSOXHONMH-
8'-1m)-nponvoHamMuA 1(2H)-on
al (NpomexyTo4Hoe
o o] coeauHeHune A-2) n N-
3 n A AN | @Bpom5 678 1
| N TeTparnapPon30XUHOMNMUH-
o N 8-un)nponvoHammg,
(npomexxyTouHoe
3841 coeguHeHune B-12)
6-Xnop-2-{5-[rmapokcn-(1-meTnn-1H-
UMKnaason-2-un)-meTun}-nupuanH-3- g a4 ~
nn}-3,4-aUrnapo-2H-N30XMHONUH-1-OH g l—f:ggxa,:oﬁ:mﬁlm
cl oH (npomexyTo4Hoe
3 / coeauHenne A-2) n (5- | 3[B]
N SN N 6pOM-NUPUANH-3-nn)-(1-
| \\/) MeTUr-1H-MMnaason-2-
° N N n)-meTaHon
369,1
6-Xnop-2-{5-[(3,4-aucTop-ceHunn)-
rMAPOKCU-METUN]-NNpUAnH-3-nn}-3,4-
AN PO-2H-N30XUHOMMH-1-OH 6-Xnop-3,4-auruapo-
2H-N30XUHOMWH-1-0H
(npomexxyTouHoe
& coeguHeHve A-2) n (5- 3[B]

Cl
H
o P
N F

401,1

Opom-NNpUANH-3-1n)-
(3,4-pndpTop-deHnn)-
MeTaHon
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6-Xnop-2-{5-[(3,5-audTop-heHun)-
rmapoKcu-MeTun]-nupuanH-3-un}-3,4-
AUrngpo-2H-N30XMHONMH-1-0H

6-Xnop-3,4-auruapo-
2H-N30XMHONWUH-1-0H
(npomexxyTouHoe

Cl oH
S N g F coeauHeHve A-2) n (5- | 3[B]
| B6poM-NupuanH-3-nn)-
o NG (3,5-audpTop-cbeHun)-
£ MeTaHon
401,1
6-Xnop-2-{5-[(4-atun-ceHun)-
rmapoKcu-MeTun]-nupuaunH-3-uny-3,4-
ANrnapo-2 H-N30XMHONNH-1-0H
6-Xnop-3,4-aurnapo-
2H-N30XVHONWH-1-0H
ci
© oH (npomexxyTouHoe
® i} coefuHenmne A-2) n (5- 3(8l
S 6pom-nupuanH-3-1n)-(4-
o | P 3TUnN-beHnn)-MeTaHon
N
393,2
6-Xnop-2-[5-(rnapokeu-deHnn-
MeTUN)-NNpUAnH-3-unl-3,4-gurngpo-
2H-N30XMHOMNWNH-1-0H 6-Xnop-3,4-aurnapo-
cl 2H-1U30XUHOMNWH-1-0H
< OH (NpoMesKyTOUHOE 3[B]
® N coeavHeHne A-2) 1 (5-
| = 6poM-NupuanH-3-nn)-
o} P deHun-meTaHon
N
365,1
6-Xnop-2-[5-(1-rugpokcu-1-peHunn-
3TUN)-NnpuanH-3-unj-3,4-aurng po-2 H-
WN30XMHONMMH-1-0H 6-Xnop-3,4-auruapo-
2H-N30XVHOMWH-1-0H
9 (NpomexyTo4Hoe 3[8]

Cl
H
\Cg‘j“\
0 z
N

379,2

coeauHeHue A-2) n 1-(5-
6pomM-nupuanH-3-nn)-1-
deHun-aTaHon
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6-Xnop-2-{5-[1-(3,4-andTop-peHunn)-
1-rugpoken-aTun]-nupnanH-3-nn}-3,4-
Anrnapo-2H-N30XMHONNH-1-0H

6-Xnop-3,4-aurngpo-
2H-N30XMHOMWH-1-0H
(npomexxyTouHoe

cl
8 " coeguHermne A-2) n 1-(5- | 3[B]
N = F Opom-nnpuanH-3-un)-1-
o | _ (3,4-audpTop-heHnn)-
N F | aTaHon
4151
6-Xnop-2-{5-[1-(3,5-andTop-deHunn)-
1-rapOoKCK-3TUR]-NNPUANH-3-un}-3,4-
AUrnapo-2H-N30XMHOMNNH-1-0H 6-Xrnop-3,4-purugpo-
Gl 2H-130XMHONWH-1-0H
™ (npomexxyTovHoe
o N e F | coegurenne A-2) n 1-(5- | 3[B]
Bpom-nnpuanH-3-un)-1-
° N (3,5-audbTOp-peHnn)-
¢ 3TaHon
4151
6-Xnop-2-(6-mMmeTun-nnpasnH-2-mn)-
3,4-a1rnapo-2H-n30XMHOSMUH-1-0H
Cl 6-Xnop-3,4-aurngpo-
2H-N30XMHONWNH-1-0H
© (npomexxyTouHoe
™ N N\j/ coeavHeHue A-2) u 2- 3(Bl
\E 6pom-6-meTnn-
le) P> nupasuHe
N
2741
6-Xnop-2-[5-(MopchonuH-4-kapOoHwur)-
nupuaunH-3-uni-3,4-aurngpo-2H- 6-Xr10p-3,4-AMrmapo-
M3OXVIHONMH-1-OH 2H-U30XVNHOMMH-1-OH
(npomexxyTouHoe
3 coeavHerne A-2) n (5- |2

372,1

Opom-NnpUAnH-3-un)-
MOpPdONUH-4-nn-
METaHOH
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6-Xnop-2-[5-(3-rnapokeu-nupponmamnH-
1-kap6oHun)-nupnamnH-3-unj-3,4-
Aurngpo-2H-N30XNHONMH-1-oH

6-Xnop-3,4-aurngpo-
2H-N30XMHOMNMH-1-0H
(MPOMEXYTOUHOE

c
S coeauHeHve A-2) n (5-
N = N o B6pom-nnMpuanH-3-un)-(3-
8 | _ A POKCU-NNPPONUANH-
N 1-un)-meTaHoH
372,1
5-(6-Xnop-1-okco-3,4-aurngpo-1H-
N30XMHONWH-2-1n)-N, N-gumeTnn-
HUKOTUHaMng, 6-Xnop-3,4-gurngpo-
cl 2H-130XMHOMNWH-1-0H
- 9 (NpoMexyTouHoe
<
N coefuHeHmne A-2) n 5-
| = N 6pom-N, N-gumeTun-
o P \ HUKOTUHaMMWA
N
330,1
6-Xnop-2-[5-(nnpponngut-1-
kapboHun)-nupnauH-3-un)-3,4- 6-XNOD-3. 4-AUraDo-
Anrnapo-2H-N30XMHOMNWH-1-0H 2H—M3§XM}-|OﬁMH-?POH
¢l ) (MpOMeEXyTOUHOE
g coefuHeHne A-2) 1 (5-
N RN N 6pom-nupuamnH-3-un)-
| Q NMPPONUANH-1-nn-
e N METaHOH
356,2
5-(6-Xnop-1-okco-3,4-gurngpo-1H-
WN3O0XUHOMMWH-2-un)-N-meTnn-
HUKOTMHaMWE, 6-X110p-3,4-AMruapo-
Cl 2H-130XMHOMWH-1-0H
©® Q (npomexxyTouHoe
~ N N _~ | coeamHeHue A-2) un 5-
” 6poM-N-meTvn-
0 P HUKOTUHAMMWA
N
316,1
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5-(6-Xnop-1-okco-3,4-gurngpo-1H-
WN30XUHOMWH-2-Un)-N-LuKrnonponur-

HUKOTUHAMUE, 6-Xnop-3,4-auruspo-
a 2H-N30XMHOMMUH-1-0H
< o (npomexxyTouHoe
< N N /4 coeauHeHve A-2) n 5-
| ﬁ 6pom-N-Luknonponun-
o N/ HUKOTUHAMWA
342,2
5-(6-Xnop-1-okco-3,4-aurngpo-1H-
N3OXMHONMWH-2-un)-N-(4-dTop-heHnn)- 6-X10p-3, 4-aUrnapo-
al HUKOTMHAMAA ¢ | 2H-usoxuUHONMH-1-0H
0 (MpomMexXyTouHoe
~ M A /©/ coefuHeHve A-2) u 5-
| N Bpom-N-(4-cbTop-
0 NS OEHUN)-HUKOTMHaAMUA
396,0
5-(6-Xnop-1-okco-3,4-aurngpo-1H-
N3OXUHOMUH-2-1n)-N-cheHun-
HUKOTMHaMUG, 6-Xnop-3,4-aurugpo-
cl 2H-130XMHONWH-1-0H
© 9 (npomexyTouHoe
i N /© coefiuHeHve A-2) u 5-
| o N 6pom-N-beHunn-
o] N HUKOTUHAMMWA
378,2
6-Xnop-2-[5-(4,4-gudTop-nunepuanH-
1-kap6oHun)-nnpuanH-3-un)-3,4-
AWUTMAPO-2H-U30XUHOMMH-1-0H gmgﬁ;ﬁ:&ﬁ::ﬁf’;
cl o (NpoMexyTouHoe
5 u coeanHeHne A-2) u (3-
= N 6pomM-theHun)-(4,4-
0 ‘ P F | andprop-nunepungny-1-
N E WIT)-METaHOH
406,2
6-Xnop-2-[5-((S)-2-meTokcumeTnn- | o v 0p-3,4-AMrnapo-
nUPPONUANH-1-MNMeTUN)-NUpUAnH-3- 2H—I/I30XVIYHOJ'IVIH-1-OH
nn]-3,4-aurngpo-2H-n3oX1MHONUH-1-oH (NPOMexyTOuHOe
cl coeavHeHne A-2) n 3-
O\/o\ 6pom-5-((S)-2-
X ° N METOKCUMETW-
nupponuauH-1-
N e UNMETVN)-NUPUAVH
(NpomexyTovHoe
NG coepvHeHve B-6)
386,3
6-Xnop-2-[5-((S)-2-meTokcumeTu- 6-Xnop-3,4-aurngpo-
NMPPONUAKH-1-un)-NMnpuanH-3-unl-3,4- | 2H-N30XMHOMNUH-1-0H
ANrnapo-2H-N30XMHOMNMH-1-0H (NpomeskyTouHOe
cl coeauHeHune A-2) n 3-
» 6pom-5-((S)-2-
~ N N METOKCUMETMII-
U / nupponuauH-1-mn)-
0 N/ 0 NUPUAWH
(MPOMEXYTOUHOE
372,0 coefvHerve B-10)
6-Xnop-2-[5-((S)-2-rngpokcumeTun-5-
OKCO-NNPPONUAMNH-1-un)-NpungnH-3- 6-Xr10p-3,4-a1rnapo-
un]-3,4-Aurnapo-2H-30XMHOMMH-1-0H | 211 1= 0xHOMMH-1-0H
(npomexxyTouHoe
coeavHeHve A-2) n (S)-
3 1-(5-6pom-NMpULnH-3-

cl 0
- :f\m@r}{
0 = Ok
N

372,0

un)-5-rmgpokcumeTnn-
NUPPONNANH-2-0H
(npomexyToyHoe
coepuHeHune B-8)
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6-Xnop-2-nnpuMmanH-5-un-3,4-
Anrnapo-2H-N30XMHOMNNH-1-0H

6-Xnop-3,4-aurngpo-
2H-N30XMHONWH-1-0H

o)
o N (npomesxyTouHoe 3[B]
XN | coepuHerive A-2) u 5-
l B6poM-NNPUMUANH
0] Z
N
260,1
6-Xnop-2-nupunaasunH-3-un-3,4-
Anrnapo-2H-n3oXMHOMNMH-1-0H
Cl
6-Xnop-3,4-aurngpo-
2H-N30XMHONWH-1-0H
) N N (NpOMeXxyTOouHoe 2
I coeauHeHune A-2) n 3-
B6pom-nnpugasmH
o} N =
N
260,1
6-Xnop-2-nupnamnH-3-un-2H-
WN30XWMHOMWH-1-0H
Cl
X
6-Xnop-2H-n30XMHONUH-
© N 1-0OH (NPOMEXYTOYHOE 3[8]
o Xy coeguHeHve A-6) n 3-
B6pomM-nupuanH
0] &
N
2571
6-Xnop-2-(5-pTop-nupnant-3-un)-2H-
N30XWMHOMWH-1-0H
6-Xnop-2H-N30XUHONUH-
< 1-0H (MpoMexXyToUYHoe
o 3[B]

Cl X
N\[j/F
0] P
N

2751

coejuHeHune A-6) un 3-
6pom-5-pTop-NUpUanH
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6-Xnop-2-[4-(1-rmgpoKcu-aTunn)-
npuaunH-3-unj-3,4-aurnapo-2H-
MN30XMHOMWH-1-0H

6-Xnop-3,4-gurngpo-
2H-N30XMHONWH-1-OH
(npomexyTouHoe

Cl OH
X9
0 [ I :N coefuHeHve A-2) n 1-(3-
% 6pom-nupnamnH-4-un)-
3TaHon
0 /
N
303,1
6-Xnop-2-(4-rng poKCUMETUN-NNPUANH-
3-nn)-3,4-aurngpo-2 H-N3oXMHONMUH-1-
OH; COEAUHEHMNE C TPUPTOPYKCYCHON
KUCnoTon
cl OH 6-Xnop-3,4-aurngpo-
N 2H-N30XMHOMNWH-1-0H
© = (npomexyToyHoe
0 ! | P coeanHeHne A-2) n (3-
N ©6pom-4-nupuann-4-un)-
" E MeTaHon
?L\’(OH
o
2891
2-[5-(1-AMUHO-LUKNONPONMI)-
nMpuAnH-3-un]-6-xnop-3,4-aurnapo-
2H-130XMHOMWH-1-0H 6-Xr10p-3,4-aMrnapo-
cl 2H-N30XMHOMNWH-1-0H
~ (MpomexXyToYHOE
0 N coeaunHeHve A-2) n 1-(5-
X 6DOM- ey
\EUXNHZ POM-NMNPUAUNH-3-1n)
o P LuknonponunammH
N
3141
6-Xnop-2-[5-(4-meTnn-4H-
[1,2,4]Tpuaszon-3-un)-nupuanH-3-unj-
3,4-aurnapo-2H-nzoxuronun-1-on | B-Xnop-3,4-auruapo-
cl 2H-130XMHONWH-1-0H
N~ (NpomexyToYHOE
3 \CQQ { ’\\5 coeauHeHune A-2) n 3-
AN N 6pom-5-(4-meTun-4H-
| \ | 11,2, 4Irpnason-3-un)-
0 N/ MUPUAVH
339,2
6-Xnop-2-(5-metuncynbdannn-
nupuanH-3-nn)-3,4-aurngpo-2H-
WN3OXUHOMNWH-1-0H 6-Xnop-3,4-gurngpo-
cl 2H-130XMHONWH-1-0H
(npomexxyTouHoe
3 coeguHeHne A-2) u 3-
N R S\ Bpom-5-
\Ej/ MeTuncynbdaHun-
o = nUpVAnH
N
3051
6-Xnop-2-(5-gudpTopmeTokcu-
nMpuanH-3-un)-3,4-aurngpo-2H-
M3OXMHOMMWH-1-OH 6-Xrnop-3,4-aurnapo-
2H-N30XMHOMNWH-1-0H
(MpomexyToYHOE
8 coeguHeHmne A-2) n 3-

C
N o] F
: ; A
\Ej/\r
o N/ F

3251

Opom-5-
ANPTOPMETOKCU-
nupuanH
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6-Xnop-2-(4-AUMETOKCUMETUI-
nupuauH-3-un)-3,4-aurngpo-2H-
WN30XMHONMH-1-0H

6-Xnop-3,4-aurnapo-
2H-N30XMHONWUH-1-0H

I I
Cl O C
(MpomexxyTouHoe
© coeanHeHune A-2) n 3-
N Bpom-4-
X OVMETOKCUMETNI-
| NUPUANH
o) Z
N
3331
6-Xnop-2-[5-dpTop-4-(1-ruapokeu-
3TUN)-NpuanH-3-un]-3,4-gurngpo-2H-
WN30XWMHOMMWH-1-0OH
6-Xnop-3,4-auruapo-
Cl OH 2H-N30XMHONWUH-1-0H
I (MpOMeEXyTO4HOE
© N F | coeannenve A-2) n 1-(3-
X Bpom-5-chTop-NnpugnH-
' 4-yn)-ataHon
(o] L
N
321,1
6-Xnop-2-{4-[(4-dpTOop-heHnn)-
rMAPOKCU-METUN]-NNPUANH-3-un}-3,4-
ANrnapo-2H-N30XMHOMNWH-1-0H
F | 6-Xnop-3,4-gurnapo-
2H-N30XMHONUH-1-0H
® cl HO (NpomMexyTo4Hoe
© coepuHenmne A-2) un (3-
N BpomM-nNnpuanH-4-mn)-(4-
| o dTOop-heHun)-meTaHon
o] -
N
383,1
6-Xnop-2-[4-(1-meToKCH-3TIn)-
nupuanH-3-unl-3,4-gurngpo-2H-
MN30XUHOMUH-1-OH
6-Xnop-3,4-gurngpo-
Cl 0\ 2H-n3oxuHonnH-1-oH
< (MpomMeXxyTouHoe
© N coefuHeHne A-2) u 3-
S B6pom-4-(1-MeToKCU-
I ATUN)-NNPUANH
o} L
N
3171
6-Xnop-2-(1-meTun-1H-nmppono[3,2-
clnnpugunh-7-un)-3,4-aurngpo-2H-
N30XMHOMNH-1-0H
cl N 6-Xnop-3,4-gurngpo-
N 2H-N30XMHOMNWH-1-OH
0 \ (npomexyTouHoe
© N X coefuHenve A-2) n 7-
‘ 6pom-1-meTnn-1H-
o — nuppono[3,2-Cl-nMpuanH
N
312,1
6-Xnop-2-(5-umknonponun-nupuanH-3-
un)-3,4-4uruapo-2H-n30XNHONWH-1-oH
6-Xnop-3,4-aurngpo-
2H-N30XMHONWH-1-0H
9 (MpOMEXyTOUHOE

Cl
[ Nl\O/A
@) P
N

2991

coeaunHeHune A-2) n 3-
6pom-5-ymknonponun-
nMpVAKH
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6-Xnop-2-[5-(2-meTun-2H-
[1,2,4]rpnason-3-un)-nnpugmnt-3-unj-
3,4-anrngpo-2H-n30XMHONNH-1-0H

6-Xnop-3,4-aurnapo-
2H-N30XNHONWH-1-0H
(MpOMEXyTOYHOE

cl
N
5 & !/\>N coeauHerne A-2) n3- | 3[B]
\ N 6pom-5-(2-meTun-2H-
\ [1,2,4]Tpuason-3-nn)-
o N/ nUpUAnH
340,1
6-Xnop-2-(5-4nKnonponoKCu-nUpuLnH-
3-un)-3,4-gurnapo-2H-n3oxXMHoNunH-1-
OH 6-Xnop-3,4-aurnapo-
o] 2H-N30XMHONUH-1-0H
© (NpomexyTo4Hoe 2
© N P coeuHeHne A-2) n 3-
I \v 6POM-5-L1KIONPONOKCH-
0 P nNPUANH
N
315,1
6-Xnop-2-(4-MeToKCUMETUN-MUPULNH-
3-nn)-3,4-4urnapo-2 H-N3oxXMHonnH-1-
OH
I 6-Xnop-3,4-gurnapo-
Ci QO | 2H-M30XUHONWH-1-0H
o (NpomexyTo4Hoe 2
© N coeavHeHue A-2) n 3-
B6pom-4-METOKCUMETHI-
| = NUPUAUH
O P
N
303,1
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6-Xnop-2-[5-pTop-4-(1-rmppokcu-1-
METWUM-3TUN)-NNPUANH-3-1nj-3,4-
AUrnapo-2H-N30XMHOMNWH-1-0H

6-Xnop-3,4-gurug,po-
2H-N30XMHOMNWUH-1-OH
(NpomexyTo4Hoe

Cl OH
R 2
N F | coeauHeHne A-2) n 2-(3-
= Bpom-5-pTop-nnpunanH-
| 4-un)-nponax-2-on
O P
N
3351
6-Xnop-2-[5-(5-meTun-nupason-1-
unMeTun)-nupuant-3-unj-3,4-
ANrNaPo-2H-N30XUHOMMNH-1-OH 6-Xnop-3,4-aurnapo-
al 2H-N30XVHOMWH-1-0H
(NpomMeXxyTo4Hoe
~ N coegunHeHne A-2) n 3- 3[B]
R N/N\ 6pom-5-(5-meTumn-
i | _ )Q> nupason-1-uameTun)-
N nPUANH
3531
6-Xnop-2-(1H-nmppono|3,2-
clnupuanH-7-un)-3,4-gurnapo-2H-
N30XMHOMMWH-1-0H
i 6-Xnop-3,4-guruapo-
HN 2H-N30XUHOMWH-1-0H
~ \ (NpomexxyTouHoe 9
™~ N coeavHeHue A-2) n 7-
' X 6powm-1H-nuppono[3,2-
o _ clnvpuauH
N
298,1
6-Xnop-3,4-auruapo-
[2,4"aUmn30XMHONUHUN-1-OH
6-Xnop-3,4-gurnapo-
2H-1N30XVHOMWH-1-0H
2 (NPOMExXyTOUHOE 3[B]

Cl. : 7/]\;
N
o} [ /i
N

309,1

coeguHeHne A-2) n 4-
6pOM-M30XUHOMWH
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3-(6-Xnop-1-okco-3,4-gurnapo-1H-
U3OXUHOMWH-2-Un)-

WN3OHUKOTUHOHUTPWN
cl N 6-Xnop-3,4-auruapo-
| I 2H-U30XVUHONWH-1-0H
<~ (npomexxyTouHoe P
™~ N coefuHenne A-2) n 3-
AN 6pom-
I WN3OHUKOTUHOHUTPUI
0] A
N
2841
6-Xnop-2-(5-pTOp-4-METOKCUMETUN-
nupuaunH-3-un)-3,4-aurngpo-2H-
WN30XMHOMWH-1-0H
| 6-Xnop-3,4-auruapo-
Cl (0] 2H-N30XHOMWH-1-0H
0 (MpomexyTouHoe 2
™~ coepuHeHne A-2) n 3-
N R F B6pom-5-hTop-4-
| METOKCUMETUM-MUPUAVH
0] P
N
3211
6-Xnop-2-[5-pTop-4-(1-meToKCU-
3TUN)-NnpuanH-3-unj-3,4-aurng po-2 H-
WN30XMHOMWH-1-0H
6-Xnop-3,4-gurnapo-
Cl O | 2H-usoxuHonMH-1-oH
© (MpomMexyTo4Hoe 2
™~ N F | coenuHenne A-2) n 3-
X 6pom-5-gpTop-4-(1-
| METOKCU-3TUM)-NNPUANH
o} P
N
3351
6-Xnop-2-(4-130nponoKCUMETUI-
nupuaunH-3-un)-3,4-aurngpo-2H-
WU30XUHONMNWNH-1-0H 6-Xnop-3,4-gurnapo-
cl fe) 2H-N30XVUHONWH-1-0H
j/ (NpomexyTouHoe
Ny N coeavHeHue A-2) n 3- 2
AN H6pom-4-
| M30MPOMNOKCUMETMIT-
0 N/ nUpMAVH
3331
6-Xnop-2-[4-(ynknonpPonun-MeToKCK-
METUN)-NNpUZnH-3-un]-3,4-aurnapo-
2H-N30XUHONWH-1-0H
6-Xnop-3,4-auruapo-
2H-1N30XMHONWH-1-0H
Cl 0 (NpomexxyTo4Hoe
& coeanHerune A-2) n 3- 2
Bpom-4-(ymknonponun-
N AN METOKCU-METUI)-
NUPUANH
0 L
N
3431
6-Xnop-2-[5-(3,5-anmeTun-1H-
nupason-4-vn)-nupuauH-3-unl-3,4-
VM PO-2H-N30XMHOMMH-1-0H 6-Xnop-3,4-auruapo-
2H-N30XUHONWH-1-0H
(npomexxyTouHoe
e coeavHeHune A-2) n 3- 3[B]

cl NH
[ N
N X V4
o P
N

353,1

opom-5-(3,5-aumeTunn-
1H-nnpason-4-unn)-
nupuanH
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6-Xnop-2-[5-(3,5-gumeTnn-3H-
nMmuaason-4-un)-nnpuamnn-3-unl-3,4-
ANrnapo-2H-N30XMHONMH-1-0H

6-Xnop-3,4-aurugpo-
2H-N30XMHONWUH-1-0H
(npomexxyTouHoe

Cl
8 | \> coefuHeHne A-2) 1 3- 3[B]
N R N b6pom-5-(3,5-gumeTunn-
| \ 3H-uMmugason-4-un)-
o N/ NUPMANH
3531
6-Xnop-2-[5-(1,1-puokco-1A5-
[1,2]tnasuHan-2-unmeTnn)-NnnpuanH-3-
U3, 4-Anrnapo-2H-noxuHonun-1-on | 8-X10p-3,4-anruapo-
2H-N30XMHONWH-1-0H
Cl (npomeskyTouHoe
coeauHeHue A-2) n 2-(5-
- o /34‘: BpOM-NPUANH-3- 1
© N7\ unmeTun)-
N 0o [1,2]tnasunHan-1,1-
S AnoKeng,
| (npomekyTouHoe
N/ coeguHeHmne B-13)
406,3
6-Xnop-2-[5-(1,1-anokco-1"6-
N30TUA3oNUANH-2-UNMETWN)-NNPULUNH-
3-I/|J'I]-3,4-,D,I/|FVI,£|,DC:)-2H-VI30XI/1HOJ'WIH-1- 6-Xn10p-3 4-aurnapo-
H
2H-1N30XMHOMNWH-1-0H
Cl (NMpomexyTouHOe
coeguHeHune A-2) n 3-
N _§=C | 6pom-5-(1,1-anokco-1'6- | 1
N \é) M30TUA30NUANH-2-
N UNMeTUN)-NNpUANH
S (NpomexyTouHoe
| coepuHeHune B-14)
=
N
3921
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83

6-Xnop-2-[5-((S)-2-ruapokcumeTnn-5-
OKCO-NNPPONUANH-1-unmeTnn)-
nupmnanH-3-nnl-3,4-aurnapo-2H-
MN30XMHOMWH-1-0H

I)x/o”
O o

N

Cl

=

P
N

386,0

6-Xnop-3,4-aurngpo-
2H-130xmMHONWH-1-0H
(MPOMEXYTOUHOE
coeguHeHne A-2) u (S)-
1-(5-6pom-nnpmanH-3-
unmetun)-5-(mpem-
OyTun-gumeTmn-
CUNAHWUIOKCUMETUST)-
NUPpPONNAnH-2-0H
(npomexyToyHoe
coeauHeHue B-15) to 2-
{5-[(S)-2-(mpem-6yTnn-
AVMeTunI-
CUNaHWNoKCUMeTun)-5-
OKCO-NNPPONUAMNH-1-
WNMETUN]-NMpUanH-3-
un}-6-xrnop-3,4-
aurnapo-2H-
M30XUHONUH-1-0H (light
brown amorphous solid,
MC: 500,3, 502,3
(M+H") n
nocriegyiwouiee
yAarneHue 3aluTHOn
rpynnel (4 M HCI B
nunokcarHe, MeOH 2 y,
KT),

84

(S)-1-[5-(6-Xnop-1-okco-3,4-aurnapo-
1 H-N30XMHONWNH-2-UN)-NUPUAUH-3-
UNMETUM]-NPPONUANH-2-kapboHOoBOW
KNCMOTbl METWUIOBbIA 3OVP

o]

6-Xnop-3,4-aurngpo-
2H-130XMHONWH-1-0H
(MPOMEXYTOUHOE
coeguHeHne A-2) n (S)-
1-(5-6pom-nupunamnH-3-
WINMETNN)-NMPPONMANH-
2-kap6oHOBOW KUCNOThI
MEeTWUNOoBLIN 3chup
(MPOMEXYTOUHOE
coeguHeHne B-16)
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6-Xnop-2-(5-meTokeu-nnpnanH-3-mn)-
3-meTun-3,4-4Urnapo-2H-n3oXMHONUH-

1-0H 6-Xnop-3-metun-3,4-
ol avrngpo-2H-
MN30XMHOMWH-1-0H
3 (NpoMeExXyToUHOE 3[B]
N SN O._ | coeaureHue A-3-1) n 3-
U 6pom-5-meTokem-
0 P NUPUANH
N
3031
6-Xnop-2-(5-rmg pokCMeTNN-NMpnauH-
3-un)-3-meTtun-3,4-gurngpo-2H-
WN30XUHOMMH-1-0H 6-Xnop-3-meTun-3,4-
cl aurnapo-2H-
N30XMHOMWH-1-0H
8 N (NpoMesKyToUHOE 3[B]
X OH | coeauHerue A-3-1) n (5-
| B6pom-nnpuanH-3-u1n)-
o N/ MeTaHon
3031
6-Xnop-2-[5-(2-nsonponun-nmugason- | 6-Xnop-3-metun-3,4-
1-UnNMeTun)-NMpugnH-3-unl-3-metnn- | aurnapo-2H-
3,4-aurnapo-2H-N30XMHOMNUH-1-0H MN30XUHOMNWNH-1-0H
al (MpoMeXxyTo4HOE
~ \©:n/\( I coeavHeHve A-3-1) n 3- 3Bl
© N 6pom-5-(2-uzonponun-
= NN UMUAa3on-1-unveTun)-
G U\ U NUPUAUH
N (npomexxyTouHoe
395,3 coeguHeHue B-1)
6-Xnop-3-metun-2-nnpuanH-3-nn-3,4-
Anrnapo-2H-N3o0XMHONNH-1-oH
Cl 6-Xnop-3-meTtun-3,4-
aurnapo-2H-
© WN30XUHOMWNH-1-0H
® N X (NpoMesxXyToUHOE 3(8l
coeauHeHune A-3-1) n 3-
0O / Bpom-nupramnH
N
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6-Xnop-2-(5-dpTop-nupnamnH-3-umn)-3-
MeTunn-3,4-a4nrnapo-2H-n3oXMHONNH-1-

OH
cl 6-Xnop-3-meTtun-3,4-
avrnapo-2H-
o U30XUHOMWUH-1-OH 3[8]
© N F | (npomesxyTouHoe
X coeaunHeHve A-3-1) n 3-
Bpom-5-cpTop-
o _ pom-5-TOp-NPUAMH
N
2911
6-Xnop-3-MeTun-2-NUpUMUanH-5-1n-
3,4-Arnapo-2H-n30xXMHONMH-1-0H
Cl 6-Xnop-3-meTtun-3,4-
anrnapo-2H-
o WU3O0XWUHOMWUH-1-OH
@ N XN | (npomexyTouroe 3Bl
I coepuHeHune A-3-1) n 5-
e} P> Bpom-NpuMUanH
N
2741
(R)-6-Xnop-3-meTun-2-nupuamnH-3-mn-
3,4-AMrnapo-2H-n30XMHOMNMH-1-0H
Cl (R)-6-Xnop-3-metunn-
3,4-aurngpo-2H-
- WN30XMHOMWH-1-0H
® N N (NpomexyTouHoe 3Bl
coepuHeHune A-3-1a) n
) - 3-6pomM-nnpuanH
N
2731
(S)-6-Xnop-3-meTnn-2-npuanH-3-mn-
3,4-aurnapo-2H-n30XMHONUH-1-0H
cl o (S)-6-Xr10p-3-MeTuri-
3,4-aurngpo-2H-
o MN30XWMHOMWH-1-0H
© N A (NpomexyTouHoe 3(8l
coefuHeHune A-3-1b) n
0 — 3-6pom-nupranH
N
2731
8-Xnop-3-metun-2-nnpuanH-3-nn-3,4-
anrnapo-2H-n3oxmHonnH-1-ox
8-Xnop-3-meTtun-3,4-
aurnapo-2H-
© MN30XMHOMWH-1-0H
R N AN (NpoMeEsxXyToUHOE 3(8l
coeauHeHne A-3-2) n 3-
BpomM-NUpUANH
N
2731
6-Metokeu-2-nupmaunt-3-un-3,4-
AUrngpo-2H-n3oXnMHoNMH-1-oH
(0]
6-MeTokcu-3,4-
< o] LWMA POVN3OXUHOTMNH- 1
® 1(2H)-0H 1 3-
B6pomMnupuamnH
N
| X
P
N
2552
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5,6-Auxnop-2-nupngnn-3-nn-3,4-
AUrnapo-2H-n30xXMHONmH-1-oH

cl
¢l 5,6-OQuxnop-3,4-
0 LML PON3OXMHONUH- 1
© N 1(2H)-0H 1 3-
| = roanMpuanH
0 /
N
293,0
2-Xnop-6-(5-meTokcu-nmpuanH-3-mn)-
7,8-purnapo-6H-[1,6]JHadbTMpPMaNH-5-
Anriap [OH Inacptvp 2-Xnop-7,8-aurngpo-
cl N 6H-[1,6]HadTNPUANH-5-
AN OH (NPOMEeXyTO4YHOE
8 | coeanHeHne A-8) n 3- 2
F N O | 6pom-5-meTokeu-
] nUpUAnH
o} P
N
290,2
2-MeTokeu-6-(5-MeTokeu-NpuanH-3-
mn)-7,8-aurnapo-6H-
[1,6]HadTMPUANH-5-0H
! 2-MeTokeun-7,8-aurngpo-
o N 6H-[1,6]HacpTpNANH-5-
~ s OH (NpPOMEeXyTOo4YHOE 5
© | coefuHeHve A-9) u 3-
Z N X0~ | 6pom-5-meToken-
| NUPUAUH
o] P
N
286,2
2-Mertokeu-6-nupuaunH-3-un-7,8-
Avrnapo-6H-[1,6]HadTMpuamnH-5-oH
(o] N 2-MeToKeK-7,8-aMrnapo-
= B6H-[1,6]Hadb TUPUAH-5-
X | OH (MPOMEXYTOUHOE 3[B]
N N AN coeavHeHne A-9) n 3-
OpomM-NNpUANH
@] o
N
256,1
6-Xnop-5-pTop-2-(5-meToKeu-
nmpuanH-3-un)-3,4-aurngpo-2H-
WN30XWHOMMWH-1-0H 6-Xnop-5-¢pTop-3,4-
F anrnapo-2H-
cl WN30XUHOMWH-1-0H
o (MPOMEXYTOUHOE 9
o coeavHeHne A-1) u 3-
N X 0\ Bpom-5-meTokeun-
| nUPUAUH
(e} P
N
3071
6-Xnop-7-dpTop-2-(5-meToKkeu-
nMpuanH-3-un)-3,4-aurngpo-2H-
M30XMHOMMWH-1-0H 6-Xnop-7-¢ptop-3,4-
aurnapo-2H-
o N3OXMHOMWH-1-0H
=] (NpomexyTovHOoE 2

Cl
Fm | AN
o ~
N

307,1

coeauHeHune A-7) n 3-
Bpom-5-meTokem-
nNUPWAVH
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6-Xnop-7-dTop-2-nMpuanH-3-un-3,4-
AUrnapo-2H-n3oxmMHonmH-1-ox

6-Xnop-7-gpTop-3,4-

Cl
aurnapo-2H-
= M30XUHOMWUH-1-0H
2 F N X (MPOMEXYTOUHOE 2
coeauHeHune A-7) n 3-
0 / B6pomM-NupuanH
N
277 .1
6-Xnop-4,4-auMeTnn-2-nMpugnH-3-unn-
3,4-arnapo-2H-N30XMHOMNMH-1-0H
cl 6-Xnop-4,4-gumeTnn-
3,4-aurngpo-2H-
N WM30XMHOMWH-1-0H 3[B]
- N (npomexxyTouHoe
X coepuHeHune A-5) n 3-
OpomM-NUpUANH
0] L
N
287,2
6-Xnop-2-(5-MeToKCH-NMUPUANH-3-1n)-
4,4-pnumeTnn-3,4-gurnapo-2H-
WN30XUHOMNWH-1-OH 6-X110p-4, 4-aUMeTn-
3,4-gurngpo-2H-
- cl U3OXVHOMMWH-1-0H
= (npomexyToyHoe 3[B]
N 0 coeauHeHune A-5) n 3-
| = ~ Opom-5-meToKCU-
o / NUpUAUH
N
317,2
6-Xnop-2-(5-pTop-NnpnanH-3-un)-4,4-
anveTtun-3,4-gurnapo-2H-
WN30XMHOMWH-1-0H
6-Xnop-4,4-gumeTun-
Cl 3,4-aurngpo-2H-
3 MN30XUHOMNWNH-1-0H 3[8]
= N F (NpomexyToyHoe
X coeguHeHne A-5) n 3-
Bpom-5-hTop-NNPUaNH
o] =
N
305,2
6-Xnop-4-metun-2-nnpuanH-3-nn-3,4-
AUrngpo-2H-n3oXnMHoNMH-1-oH
cl 6-Xnop-4-meTtun-3,4-
avrnapo-2H-
9 MN30XUHOMNWNH-1-0H 3[8]
- N (NpOMesKyTOUHOE
S coeauHeHve A-4) n 3-
6pomMnupuanH
0 =
N
2731
6-Xnop-2-(5-pTop-nupnanH-3-mn)-4-
MeTun-3,4-aurngpo-2H-n3o0XMHoNmH-1-
6-Xnop-4-meTtun-3,4-
avrngpo-2H-
Q VN3OXWHOMWH-1-OH 3[8]
- (npomexyTouHoe

OH
Cl
N | SN F
(o] =
N

291.1

coeguHeHne A-4) n 3-
Bpom-5-pTOop-NNpUANH
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6-Xnop-2-(5-meToKkcu-NMpUANH-3-1n)-
4-meTtunn-3,4-anrngpo-2H-N30XUHONUH-

1-oH 6-Xnop-4-veTun-3,4-
aurnapo-2H-
~ Cl WN30XMHOMWH-1-0H
(=) (MpomexyTouHoe 3[B]
N o coeaguHeHuve A-4) n 3-
‘ Xy | 6pom-5-meTokcu-
o P nUPUANH
N
303,2
5-Xnop-2-nnpuamnH-3-un-2,3-aurugpo-
n3onHgon-1-oH
Cl
5-Xnop-2,3-aurngpo-
o)
e M30oUHZOoMN-1-0H 1 3- 1
N noanNnpuanH
AN
o P
N
2451
5-Xnop-2-[5-(2-usonponun-ummnaason-
1-unmeTun)-nupnanH-3-unj-2,3-
B -1-
AUTNAPO-N30MHA0N-1-0H 5-Xn0p-2,3-3urapo-
M30MHA0MN-1-0H n 3-
. ©Opom-5-(2-usonponun-
= mmugason-1-unmetun)- | 1

367,0

nMpuanH
(MpOMEXYTOUHOE
coeaunHeHue B-1)
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5-Xnop-2-(5-[1,2,4]tpnason-1-
UNMeTUN-NUpuAnH-3-un)-2, 3-aurnapo-
M30MHA,01-1-0H

Cl
N
U O
N
N I SN

5-Xnop-2,3-auruapo-
n3omHaon-1-oH n 3-

o 6pom-5-[1,2,4]Tpnason-
- 1-MnmMeTUn-NMpUanH
(npomexxyTovHoe
coeauHeHue B-3)
=
N
326,2
5-Xnop-2-[5-(2-meTun-nmmgason-1-
WUNMETWR)-NNPUANH-3-unl-2,3-
AUrMapo-nsonHon-1-oH
cl N 5-Xnop-2,3-auruapo-
[}\ M30UHAO0MN-1-0H 1 3-
- O 6pom-5-(2-meTnn-
= N MMMAason-1-unmeTun)-
N nMpUAuH
= (NpomesxyTouHoe
‘ coepuHeHune B-2)
Z
N
3391
5-Xnop-2-[5-(2-okco-nupponngnH-1-
UNMEeTUN)-NMpUAnH-3-unj-2,3-
OUrMAPO-N30UHAO0M-1-0H
5-Xnop-2,3-gurnapo-
n3omHgon-1-oH n 1-(5-
i\ Opom-NnpranH-3-

Q§O
QAN

P

Ci
\%O
N
|
N

3421

UINMETUN)-NNPPONNLNH-
2-0OH (MPOMEXKYTOUYHOE
coeguHeHue B-4)
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5-Xnop-2-[5-((S)-2-meTokcMmeTnn-
NUPPONUANH-1-UNMEeTN)-NUPUANH-3-
vn]-2,3-aurnapo-n3onHaon-1-ox

5-Xnop-2,3-anrnapo-
n3onHaomn-1-oH n 3-
6pom-5-((S)-2-

o]
{ o~
) %O N METOKCUMETUI- 1
- nupponuMaunH-1-
N = UNMETMUN)-NNPULMH
| (npomeskyTouHoe
N/ coejuHeHune B-6)
372,2
5-Xnop-2-[5-(2-okco-nunepuaunH-1-
UNMeTUN)-NMpUANH-3-unj-2,3-
AUrnapo-n3onHaon-1-ox
Cl
% El 5-Xnop-2,3-gurnapo-
o nsonHaon-1-oH n 1-(5-
Al N o0 | 6pom-nnpnaunH-3- 1
- UNMeTUN)-NUNepuanH-2-
N AN OH (MPOMEXYTOUHOE
| coeavHeHmne B-5)
P
N
356,3
OtaHcynbdoHoBOW kMCnoThl [5-(5-
Xrop-1-okco-1,3-aurngpo-n3onHaon-2-
Un)-NUPUANH-3-UnNMeTunl-ammg, 5-Xr10p-2,3-AMruapo-
¢l M30MHAOM-1-0H N
o 3TaHCynbdOHOBOM
= o, 0o kmucnoTbl (5-6pom- 1
N \\S// NUPUANH-3-NNMETUN)-
= NN amug (NPOMEeXyToYHoe
8 | P H coeguHeHwe B-7)
N
366,0
5-Xnop-2-(1-meTtun-1H-nmpasono[3,4-
clnnpuaunH-4-un)-2,3-aurngpo-
M3onHaon-1-oH
Cl
5-Xnop-2,3-auruapo-
© o M30UHA,0M-1-0H U1 4-
= —N 6pom-1-metun-1H- 1
\ nupasono[3,4-
N | X N— clnupugmnH
o
N
299,2
5-Xnop-2-(8-rngpokcun-5,6,7,8-
TeTparnapo-u3oXMHONUH-4-nn)-2,3-
OUrMApPo-n3ouHgon-1-oH
! 5-Xnop-2,3-auruapo-
M30UHA,0N-1-0H U 4-
~ 6pom-5,6,7,8- 1
- TEeTparnipon3oXMHOMMUH-
N 8-on (npomexxyTouHoe
X OH | coeaurenne B-11)
© pZ
N
315,0
5-Xnop-3-metun-2-nnpuanH-3-nn-2,3-
AUrMapPO-n3onHA0N-1-0H
cl 5-Xnop-3-metnn-2,3-
© —_ OUrMApPo-usonHaon-1-oH
= N (npomexxyTouHoe 3[B]
@ coefuHeHne A-10) n 3-
N 6pomMnupugnH
o]

259,1
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6-Xnop-3-meTun-2-nupuanH-3-mn-2,3-
AUrnapo-nsonHaon-1-ox

6-Xnop-3-meTtun-2,3-
AUrMapo-usonHaon-1-ox

8]
Cl —
g (MpoMexyTo4HOE 3[B]
N \ / coeauHeHve A-11) u 3-
N OpomnnpugnH
2591
5-Xnop-2-(5-MeTOoKCH-NUPUANH-3-n)-
3-meTun-2,3-aurnapo-nsonHaon-1-ox
o— 5-Xnop-3-meTtun-2,3-
cl AWUrMapo-n3omHaon-1-oH
g — (MpomMexyTo4Hoe 2
- N / coeauHeHue A-10) n 3-
\ N Opom-5-MmeTOoKCU-
nMpUAnH
0
2891
5-Xnop-3-meTtun-2-(4-metun-nupuamnH-
3-un)-2,3-4Mrnapo-m3onHon-1-oH
cl 5-Xnop-3-meTtun-2,3-
- — AWUrMapo-n3omHaon-1-oH
N (npomexxyTouHoe 2
T N \ / coeauHeHune A-10) n 3-
N B6pPOM-5-MeTUN-NUPUAH
0
2731
5-Xnop-2-[5-(1-rmapoKkcn-aTun)-
nupuanH-3-unl-3-metnn-2,3-aurngpo-
M30MHAon-1-0H
5-Xnop-3-meTtun-2,3-
AUrMapo-usonHaon-1-ox
a (NpomexxyTo4Hoe 2

OH
Cl. : : —=
N \ N/
(o}

303,1

coeauHeHune A-10) n 1-
(5-6pom-nunpugmH-3-mn)-
3TaHon

-116 -




035454

5-Xnop-2-(5-pTop-nupuaunH-3-un)-3-
MeTun-2,3-4urnapo-n3onHaon-1-ox

F
cl 5-Xnop-3-metun-2,3-
- — OUrMapPoO-U30oMHAOM-1-0H
N N (NpomexyTovHoe
\ / coeguHeHune A-10) n 3-
N BpOM-5-pTOp-NMPUAMH
0
2771
3-beH3nn-5-xnop-2-nupnanH-3-nn-2,3-
AUrnapo-mn3onHaon-1-oH
3-beHaun-5-xnop-2,3-
< ANrnapo-m3onHgon-1-oH
o (npomexxyTouHoe
coeguHeHne A-14) n 3-
Bpom-nnpranH
335,1
5-Xnop-3-3tnn-2-npnauH-3-nn-2,3-
AUrMapPo-n3onHon-1-oH
Cl
5-Xnop-3-atun-2,3-
© AUrnapo-m3onHgon-1-oH
q (npomexxyTouHoe

2732

coeguHeHne A-13) n 3-
BOpom-NnpranH
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5-Xnop-3-atun-2-(5-prop-nmpuann-3-
mn)-2,3-aurnapo-n3onHaon-1-ox
C

5-Xnop-3-atun-2,3-
AUrMAPO-U30MHAOM-1-0OH

g (npomexxyTovHoe 2
N F coeguHeHne A-13) n 3-
N BpOM-5-pTOp-NMPULMH
5
N
291,2
5-Xnop-3-3tun-2-(5-meTokcu-
NUpuUAnNH-3-1n)-2,3-4Urnapo-
n3onHgon-1-oH
Cl
5-Xnop-3-atun-2,3-
LUrMAPO-U30MHAOM-1-0H
N (npomexyTouHoe 9
- coeguHeHne A-13) n 3-
N 1o Bpom-5-meTokem-
X ™ | nupuaun
o >
N
303,2
5-Xnop-3,3-4uMmeTnn-2-nupunaunH-3-un-
2,3-purugpo-nsonHaon-1-ox
cl 5-Xnop-3,3-gaumeTun-
© — 2,3-A1rngpo-m3onHaon-
N N 1-OH (MPOMEXYyTOUYHOE 3[B]
‘<\:—> coeauHeHne A-12) n 3-
N BSpomMnnpUANH
o]
2731
5-Xnop-2-(5-prop-nnpuaunn-3-un)-3,3-
anveTtun-2,3-aurnapo-u3onHgon-1-oH
F
5-Xnop-3,3-aumeTun-
. Cl p— 2,3-A1rnapo-m3onHaon-
al N 1-0OH (NPOMEXYTOYHOE 3[B]
\ / coeguHeHne A-12) n 3-
N B6pom-5-cbTop-NUpULMH
(0]
291,1
5-Xnop-2-(5-MeToKCH-NPUAnH-3-1n)-
3,3-aumeTun-2,3-4urngpo-n3onHaon-
1-0H
5-Xnop-3,3-aumeTun-
O— | 2,3-auruapo-usovHgon-
Q Cl — 1-0H (NpomexyTouHoe
e coeguHeHne A-12) n 3- 3[B]
N \ Y/, BpPOM-5-MeTOKCU-
N NUPUAWH
8}
303,1
5-Xnop-2-(5-anbTOPMETOKCH-
nupuaux-3-un)-3,3-aumetTun-2,3-

AUTNAPO-N30MHAOoN-1-0H 5-X10p-3,3-4UMeTH-
2,3-AVrngpo-m3onHaon-
1-0H (MPOMEXKYTOUHOE

§ coeguHeHne A-12) n 3- 2

E
Cl — O—<F
N \ N/
o

339,2

Bpom-5-
ANDTOPMETOKCU-
NUPVAUH

-118 -




035454

5-Xnop-2-[5-(1-rnapokcn-aTun)-
nupnaunH-3-nnl-3,3-gumetunn-2,3-
OUrMApPO-n3ouHaon-1-oH
HO 5-Xnop-3,3-aumeTun-
2,3-AUrnapo-m3onHaon-
o 1-0H (npomexyTouHoe
e Cl — coeaguHeHune A-12) n 1- 2
N (5-6pom-nnpuamnH-3-un)-
\ / aTaHon
N
(e]
317,2
5-Xnop-2-(5-rmapoKCUMETUN-NUPULNH-
3-un)-3,3-gumeTun-2,3-gurnapo-
M30MHA,0N-1-0H
Cl
5-Xnop-3,3-gumeTtun-
2,3-A1rngpo-m3onHaon-
by 1-OH (NPOMEXYTOYHOE 9
\n coeauHeHune A-12) n (5-
N 6poM-NupuanH-3-nn)-
I X OH | MmeTaHon
o =
N
303,2
5-Xnop-3,3-gumeTtun-2-[5-(2-metun-
nMmugason-1-unMeTunn)-nupuanH-3-
un]-2,3-anrnapo-n3onHAon-1-oH 5-Xnop-3,3-aumeTun-
cl 2,3-AUrngpo-m3onHaon-
1-OH (NpomMeXyTOuHOE
< coeauHeHune A-12) n 3-
@ Opom-5-(2-meTun- 3[B]
nMmuaason-1-unmeTun)-
N EN X NUPUANH
| \\/N (NpomexyTouHoe
o N/ == coeaunHeHve B-2)
367,1

Mpumep 135.  6-Xnop-2-[5-((S)-2-runpoxcuMeTHINUPPONUANH- 1 - mupuans-3-mi)-3,4-muruapo-2H-

W30XUHOJIHNH-1-0H
Cl
0 p7
N OH

[A] (S)-2-(TpeT-byTHIIIUMETHIICHITAHAITIOKCUMETHIT ) TUPPOITUTHH

HN

0]
S\i/7(
/

K pacrtBopy (S)mupponunun-2-unmeranoina (0,69 r, 6,82 mmons) B AXM (3 mi), oxnaxaeHaomy ao 0°C,
nobasisuin TpudTHIamuH (TEA) (1,38 1, 13,6 mmois), a 3arem TBDMS-CI (1,03 1, 6,82 mmoinp) B IXM (3 mn).
3areM peakIMOHHYIO CMECh ITepEeMEIINBAIN P KOMHATHOM TeMIieparype B TeueHne Houd 1 HaimuBanu B NH,Cl
(20 mur). Boansrlit cinoit sxctparupoBanu JIXM (2x50 mur). OO0beHEHHbIE OPraHUYECKUE CIOH ITPOMBIBAJIH pac-
cojioM, BeICymuBaiu Hax Na,SOy4, GUIBTPOBAIM M BBITAPUBAIN 0 CYXOCTH C NOJIYYEHHEM COCIUHEHHS, yKa-
3anHoro B 3arososke (1,11 1, 76%), B Buze sxenroro Macia. MC: 216,2 (M+H").

[B] 3-bpoM-5-[(S)-2-(TpeT-0y THITUME THIICHITAHHITOKCUMETHIT ) TUPPOITU AW H- | -1 | TUPUAH

= 0]
N \
Si/7(
/
K pactBOpy chiporo (S)-2-((TpeT-0yTHiauMeTiicHTmiokcH )Metmn)nupponuanaa (0,455 r, 2,11 MMoIb) B

tomyoue (20 mi) nobaemsumm Pdy(dba); (0,039 r, 0,042 mmons) u pau-BINAP (0,066 T, 0,106 mmoins). PactBop
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MpoyBaiu aproHoM u HarpeBaiu 10 85°C B Teuenue 10 muH. [Tocne oxmaxkaeHUsI 10 KOMHATHON TeMIEpaTyphl
nobasisiin Tpet-OyTmatr Hatpus (0,406 T, 4,22 mmons) u 3,5-muopommupuaus (0,5 T, 2,11 MMonb), a 3aTeM
peakMoHHyI0 cMech HarpeBaimu mpu 85°C B Teuenne Houn. CMech HAIMBAIU B HachIeHHBIH pacTBop NH,Cl
(20 M), m BomHBIH cioit akcrparupoBainn XM (2x25 mi). O0beAnHEHHBIE OPraHUYECKHE CIIOHM ITPOMBIBAIH
paccoisioM, BeIcymuBamu Hajg Na,SO,, GuIbTpoBamu W BBIIAPUBAINA M0 CyXOocTH. OCTAaTOK OYMINAIHA (IIAIII-
xpomarorpadueit Ha cuiuKarene, dmonpys rpagueHToM oT 0 1o 5% MeOH-AXM, ¢ noxy4eHHeM COeANHEHHUS,
ykazanHoro B 3aronoske (0,412 1, 53%) B Buze sxenroro macia. MC: 371,0, 372,9 (M+H").

[C] 2-{5-[(S)-2-(TpeT-ByTHnauMe THICHIAHUIOKCUMETHI ) TUPPOTU TN H- | -WuT |TupuInH-3 -1 } -6-x70p-3,4-

muruapo-2H-n3oxuHonuH-1-0H
cl
(o) ~
N ]/

$
/

ITo aHanmorum ¢ METOIOM, OMHCAHHBIM JUIsl MOJYYEHHUS MPOMEXYTOUHOTO coeAuHeHus B-8, 6-xmop-3,4-
quruaponzoxuHonus-1(2H)-on (mpomexxyTouHoe coeanHeHne A-2) moABeprajgu coueTanuro ¢ 3-6pom-5-[(S)-2-
(TpeT-OyTHIIIUMETHIICHITAHUITOKCUMETHI ) TUPPOITUINH- | -UJI |TUPUAMHOM C TOJyICHHUEM COCTUHECHHMS, yKa3aH-

HOTO B 3aTOJIOBKE, B BHE JkenToro Maciaa. MC: 472,2 (M+H").
[D] 6-Xiop-2-[5-((S)-2-ruapoKCUMETIIITAPPOTUIUH- | -1uT) Tupu iuH-3 -1 -3,4-muruapo-2 H-n30X uHO T H-

1-on
Cl
WWNQ
(0] N/ OH

K pactBopy 2-{5-[(S)-2-(TpeT-OyTHIANMETHICHIAHUIOKCUMETHI )ITUPPOTIUINH- | -1 |[TupuanH-3 -1 } -6-
xyop-3,4-muruapo-2H-u3oxunommH-1-ona (0,110 r, 0,233 MMous) B MeOH (2 mur) no6asnsumm 4 M HCI B quok-
cane (0,233 mu, 0,932 MMOTIB), B peaKIIMOHHYIO CMECh TIEpEMENTNBAIIN ITPU KOMHATHON TEMITEpaType B TeUCHUE
2 4. CMech BBITIAPUBAIH 10 CYXOCTH, 0cTaToK pazdasisui JIXM (20 M) u mpomerBaiim NaHCO; (10 mi). Opra-
HUYECKHUH CJIo¥ BhICymuBany Halx Na,SO,4, GUIBTPOBAIN U BRITAPUBAIH IO CyX0CTH. OCTATOK OUYUIIAIN (HIIDIII-
xpomarorpadueii Ha crmkarene, darupys rpaaueaToM ot 0 1o 5% MeOH (1% NH,OH)-AXM, ¢ noiydeHIEM
COGL[I/II;IGHI/IH, ykazanHoro B 3aronoBke (0,06 T, 72%), B Buae CBETIIO-kKenToro Teepaoro emecrsa. MC: 358,0
(M+H").

Mpumep 136.  5-Xnop-2-[5-((S)-2-ruapoKCUMETHIIHPPOIUINH- | -HIT) TUPUINH-3-11]-2,3 - TUT U P OH30-
WUHA0J-1-0H

Cl

© N OH
[lo anamormm c MeTO#amH, ONWCAHHBIM Uil nojdydeHus npumepa 135, 3-6pom-5-[(S)-2-(tper-
Oy THIITMMETHIICHIIAaHIIIOKCUMETIIT ) TP oSt nH-1 -ui Jnupuane  (mpumep 135[B]) monsepranmm Bzaumopeiict-
BUIO ¢ S5-xyop-2,3-guruapomsounHpon-l-onom ¢ momydenweM  2-{5-[(S)-2-(TpeT-OyTHIIMMETHII-
CHJIaHWJIOKCHMETWIT)THPPOIUANH- | -WIT |TUPUIUH-3-1I1 } -5-XTI0P-2,3 - IUTUAPOU30MH/I0N-1-0Ha, KOTOPBIH  MOJI-
Bepraiu ynaneruto 3amuTsl 4 M HCI B nnokcaHe ¢ moIydeHHEM COCOUHEHHS, yKa3aHHOTO B 3ar0J0BKE, B BUIC

Genoro TBepaoro emecta. MC: 344,0 (M+H").
[Tpumep 137. 6-X70p-2-[5-((R)-3-runpoxcunupponuaua- 1 -un)mapuana-3-un]-3,4-quruapo-2H-

HM30XMHOJIMH-1-0H
Cl
OH
\E)v\’(\h\(j/ O‘\I
N

[A] (R)-3-BpoM-5-(3-(TpeT-0y THIANMETHIICHITHIIOKCH ) TUPPOITHIMH- | -HIT) TUPUTUH

“D“)\Sf%
/

ITo ananmoruu ¢ METOAOM, ONMCAHHBIM TS TToTydeHus npumepa 135[A], (R)mupponunna-3-0J1 moaBepraiu
B3aumoeiicteuio ¢ TBDMS-CI B npucyrctBun TEA ¢ monydeHneM COeIMHEHHs, YKa3aHHOTO B 3arojioBKe, B
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BHjE xenToro Macia. MC: 202,2 (M+H+).
[B] 3-bpom-5-[(R)-3 -(TpeT—6YTI/IJ'I,HI/IMGTI/IJ'I-CI/IJ'IaHI/IJ'IOKCI/I)HI/IppOJ'II/I,HI/IH- 1-un|oupuaua

oS Ty

I[To anamormm ¢ METOJAOM, OIIMCAHHBIM ns momyuenus  135[B], (R)-3-6pom-5-(3-(Tpet-
Oy THIIIUMETHIICHITMIIOKCH ) TUPPOJTA IV H- | -FIT ) TUPUITH noz[BepraJm B3aUMOJIEHCTBHIO ¢ 3,5-THOPOMITUPHINHOM
B nipucyTcTBUM Pd,(dba)s, pan-BINAP u tpeT-OyTHiaToM HaTpus € TMOTYYCHHEM COCIUHEHUS, YKa3aHHOTO B
3aroJIoBKe, B BHJE xenroro Macna. MC: 357,1, 359,0 (M+H").

[C] 2-{5-[(R)-3-(TpeT-byTHIIUME TUIICUTIAHIITOKCH ) TUPPOTUANH- | -1 [ upuanH-3 -1 } -6-xmop-3,4-
muruapo-2H-n3oxuHonuH- 1 -0H
Cl
N NQ‘O
\@Q \(ﬁ/ \SI 7<
e} N/

[To aHanmorum ¢ METOJIOM, OTIMCAHHBIM JUISI TTOJIYYCHHS MPOMEXKYTOYHOTO coeAwHenus B-8, 6-xmop-3,4-
muruapon3oxuHoInH-1(2H)-oH (mpomexxyTouHoe coerHenne A-2) MoABepraik coueTannto ¢ 3-0pom-5-[(R)-3-
(TpeT-Oy THIANMETHII-CUIIAHUIIOKCH ) TUPPOJTUANH- | -MJI | MTUPUINHOM C TOJTYYCHHEM COCIWHCHHUS, YKa3aHHOTO B
3aroJIoBKe, B BHJE xKenToro Macna. MC: 458,2 (M+H").

[D] 6-Xmop-2-[5-((R)-3-ruapoxcunupponuaus- 1 -wi)nupuaua-3 -ui|-3,4-muruapo-2 H-u3oxuHoauH- 1 -oH

oD

I[To amamormm c¢ wMeromoMm, omnucaHHeiM B mnpuMmepe 135[D], 2-{5-[(R)-3-(Tper-OyTmimumeTHI-
CHJTAHUJIOKCH )TUPPOTHINH- | -t |mapuanH-3-m } -6-xop-3,4-murunpo-2H-n30XuHonuH-1-0H TIoiBeprainy ynua-
nenuro 3anuTel 4 M HCI1 B 1rokcaHe ¢ IoaydeHHueM COSTMHEHMsI, YKa3aHHOTO B 3aroJIOBKe, B BUJIE OEIO MTEeHBI.
MC: 344,0 (M+H").

IMpumep 138. 5-Xnop-2-[5-((R)-3-ruapokcunupponuant- 1 -uin)mupuana-3-ui]-2,3 - TuruApou30uHI0I- 1 -

OH
Cl
OH
Z; :N N D‘
(e} | 7
N

I[To amamormm ¢ MeTONaMH, ONHCAHHBIMHU I monydeHuss mnpumepa 137, 3-6pom-5-[(R)-3-(Tper-
Oy THIITUMETHIT-CHIIAHIIIOKCH ) TUPPOIUAnH- | -uin [mupuanH (mpumep 137[B]) moxBepriau B3auMOJeHCTBUIO € 5-
XJIOP-2,3-AUTUAPON3ONHION-1-0HOM ¢  momydeHueM  2-{5-[(R)-3-(TpeT-OyTHIIUMETHII-CUIIAHUIIOKCH )T -
PONUANH- | - |TIPpUANH-3 -1 } -5-XJI0p-2,3 - AUTUAPONIONHION- 1 -0Ha, KOTOPBIA 3aTEM IMOABEPTaN YIAICHUIO
samutel 4 M HCl B muokcaHe ¢ MONyYEeHUEM COCIMHCHHUS, YKa3aHHOTO B 3arOJIOBKE, B BUJE CBETJIO-XKEITOTO
tBeporo Bemecta. MC: 330,1 (M+H").

Ipumep 139. 2-I" I/IL[pOKCI/I—6—(5-MeTOKCI/IanI/mI/IH-S-Hn)—7 8-nmurnapo-6H-[1,6 JHadTnpnanH-5-oH

ey

2-MeTtokcu-6-(5-MeTOKCUTTHPUANH-3-11)-7,8-TUTruapo- 6H [1,6]nadTupunun-5-o0 (445 mr, 1,56 mmoib)
(mpumep 97) cycneHAMPOBAIN B 2 MJI BOIHOTO pacTBopa koHneHTpupoBanHoii HCI B 1,4-quokcane (2:1) u Ha-
rpeBas ipu 80°C B TedeHne 3 9, MOCJE YEro pacTBOPUTENh YAAISIN B Bakyyme. [locie 3KCTpakuu MexIy
EtOAc u H,O opranmdecknii cioi poOMBIBAJIM BOJHBIM HachImeHHbIM pacTBopoM NaHCOs, paccosiom, BBICY-
muyBany Haja 6e3BoaHbIM Na,SO,, GUIBTPOBAIN M KOHLIECHTPUPOBAIH B BAKyyME C ITOJYYEHHEM CHIPOT0 IPOIYK-
Ta, KOTOPBIN ouMIIaNy npenapatusHoii BOXKX ¢ monmydeHneM coenmHeHMs, yKa3aHHOTO B 3arojoBke (4,9 mr), B
BUzIe Genoro Teepaoro semectsa. MC: 270,2 (M+H").
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[Mpumep 140. 6-Xnop-2-(5-uMuaazon-1-wiMeTHanupuani-3-mn)-3,4-auruapo-2H-n30xuHonuH- 1 -oH

Cl
e e,
0 NG —/

[A] 6-Xn0p-2-(5-xmopMeTHIIMUPpUANH-3-11)-3,4-muruapo-2H-u30xuHoauH- 1 -oH

Cl
N
T
(] =
N

Tuonmnxmopun (1,4 mm, 19,0 mmonp) memienHo poOamsmu npu 0°C x pactBopy 6-x7mop-2-(5-
TUAPOKCUMETHIITUPUANH-3-11)-3,4-nuruapo-2H-m3oxuHonun-1-ona (mpumep 3[B]) (1,1 r, 3,8 mmonp) B JIXM
(50 m). TTocne noGaBiIeHHUs pEaKIIMOHHYIO CMeCh mepememmmBaiy npu 2-5°C B TedeHue 2 4, mociie 4ero ee Ha-
JMBAJIX B HachIIIeHHBIN BoxHBIN pacTBop NaHCO; (50 mi) u sxcrparupoBanu EtOAc (2x150 mur). Oprannde-
CKHIA CJION MPOMBIBAIIM PAcCOJIOM, BBICYIINBAIN HaJZl 0e3BOMHBIM Na,SO,, GUIBTPOBAIM M KOHIIEHTPUPOBAIN B
BaKyyMe C MOJy4eHHEeM chIporo npoaykTa (1,42 r, 92%) B BUIe CBETIIO-KENTOBATOrO TBepHoro BemecTea. MC:
307,0 1 309,0 (M+H").

[B] 6-Xnop-2-(5-umuaazon- 1 -miMeTHIIMUpUAnH-3 -1)-3 4 - muruapo-2 H-u3oxuHonuH- 1 -oH

Cl
T,
o) | 7 s

K pactBopy 1H-nmunazona (50 mr, 0,73 mmons), pactBopenroro B JIM® (5,0 mi), nobasmsiiim NaH (60%
JUcIepcHs B MUHEpadbHOM Macie, 25 mr, 0,63 mMoins) npu 0°C. PeakiiuoHHy0 cMech nepeMeluBanu npu 2-
5°C B teuenme 0,5 4, mocie Yero A00ABISUH  6-XJOP-2-(5-XITOPMETHINUPUANH-3-11)-3,4-quruapo-2H-
n30XuHONHMH-1-0H (mpumep 140[A]) (85 mr, 0,28 mMmoib). 3ateM cMech mepemermmBany mpu 2-5°C 10MOTHA-
TEJIHHO B TEUEHHUE 2 U, IMOCJIe Yero e MOJOTPEeBAN 10 KOMHATHOM TeMIIepaTyphl U HAIUBAIU B Boay (5,0 Mi).
[ocne skerpakiun EtOAc (2x50 mit) opraHdecKuii ¢i10i MpOMBIBAJIM PAccOJIOM, BHICYIINBAIN Haj OE3BOIHBIM
Na,SO,, punpTpoBany U KOHLEHTPUPOBAIN B BaKyyMe C IOJIYYEHHEM CBHIPOTO NMPOAYKTa, KOTOPBIH OYMINAIN
npenapatusHoit BOXKX ¢ momy4yernem coennHeHwus, ykazanHoro B 3arojyoBke (30 mr, 31%), B Bune 6emnoii me-
He1. MC: 339,2 (M+H).

[TpuBeneHHBIE HUXKE COEAWHEHUS], MEPEUUCICHHBIC B Ta0ON. 2, OBIIM MOIYYCHBI IO aHAJIOTHH C METOJOM,
OINKCAaHHBIM JUIA Nony4eHus npumepa 140, ncrnonab3ys COOTBETCTBYIOLINE UCXOIHBIC BEIIECTBA.
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Tabnuma 2
o HassaHune/CTpykTypa coegmHeHns
(0]
2 MC (M+H)* WcxopHble BelLecTsa
o
C
6-Xnop-2-[5-(2-usonponun-
UMUAa3on-1-unmMeTun)-NnupugnH-3-
un]-3,4-aurnapo-2H-n30XMHONNH-1-oH
6-Xnop-2-(5-xnopmeTun-
| ® nMpnanH-3-un)-3,4-
A AVrnapo-2H-n3oxmHonuH-1-
N X N\ oH (npumep 140[A]) n 2-
nsonponun-1H-uvmaason
0 l N/ \Q/N P A
3811
6-Xnop-2-[5-(2-meTun-nmmngason-1-
unmeTun)-nupunauH-3-nnj-3,4-
ANrnapo-2H-N30XMHONUH-1-0H 6-X110p-2-(5-X7I0pMETHI-
cl NMPUANH-3-1r1)-3,4-
N
i /( AVTUAPO-2H-N30XUHOMMH-1-
N | X NN, | o (npm;\n:p 140[A]) 1 2-
3 - E/ meTun-1H-umnaason
3531
6-Xnop-2-[5-(2-atnn-4-meTtun-
nmngason-1-unmeTnn)-nupuanH-3-
un]-3,4-AMrnapo-2H-N30XMHONNUH-1-0H | 8-Xrop-2-(5-xnopMeTun-
nupuanH-3-mn)-3,4-
Q Avrnapo-2H-n3oxXMHonNuH-1-
- OH (npumep 140[A]) n 2-

381,2

aTun-4-metun-1H-
mMugason
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6-Xnop-2-[5-(3-rmgpokcn-nunepuanH-
1-unmeTun)-nupnanH-3-unj-3,4-
Aurngpo-2H-n3oxXnMHoNMH-1-oH

6-Xnop-2-(5-xnopmeTun-
nMpuaunH-3-un)-3,4-

cl
§ Avruapo-2H-n3oxXMHonunH-1-
Ny N OH | oH (npumep 140[A]) n
\(j/\o/ nunepuamnH-3-on
0 =
N
372,2
MponaH-2-cynbtOHOBOW KUCMNOThI [5-
(6-xnop-1-okco-3,4-gurnapo-1H-
WN3OXUHOMWH-2-N)-NUpUanH-3- 6-Xn0p-2-(5-xnopMeTMn-
unmetunl-amua PMANH-3-1)-3,4-
2 cl o Aurunapo-2 H-n3oxXuHonnH-1-
- ||)\ OH (npumep 140[A]) n
\(::g;“‘ N X0 nponaH-2-CynLoHOBOM
\fj/\H KWCNoOTbl amug
o] =
N
394,2
6-Xnop-2-[5-(3-rmapokcu-
NMPPONNANH-1-MNMETUN)-NNPUANH-3-
un]-3,4-aurngpo-2H-n3oxXnHonmH-1-oH 6-Xn10p-2-(5-xnopmeTun-
© Cl nMpuanH-3-un)-3,4-
3 Anrnapo-2H-N30XMHONUH-1-
m‘ BN D‘O” OH (npumep 140[A]) n
o \“\/N)/\ nMpponuAmnH-3-on
358,2
6-Xnop-2-[5-((R)-3-rnapokcu-
NUPPONUANH-1-UNMeTUN)-NUPULNH-3-
vn]-3,4-Aurnapo-2H-U30XNHONUH-1-0H | 6-Xrop-2-(5-xnopmeTvn-
~ nMpuanH-3-un)-3,4-
= AVruapo-2H-n3oxXuHonunH-1-

Cl
N
] P
N

358,2

oH (npumep 140[A]) n (R)-
NMpPONMAnH-3-on
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6-Xnop-2-[5-((S)-3-rnapokcu-
NUPPONNANH-1-UNMETUN)-NUPULNH-3-
un]-3,4-aurnapo-2H-n3oxXnHomnmH-1-oH

6-Xnop-2-(5-xnopmeTun-
nMpuanH-3-un)-3,4-

ol
g AUrnapo-2H-N30XMHONUH-1-
AN o | OF (PvMEp 140[A]) 1 (S)-
o i/ nMpponuanH-3-on
N
358,2
6-Xnop-2-[5-((S)-2-rnapokcnumeTnn-
NUPPONNANH-1-UNMETUN)-NUPULNH-3-
un]-3,4-aurnapo-2H-n3oxXnHomnmH-1-oH 6-X10p-2-(5-XNOpMETUT-
> c _-OH | MMpUaMH-3-un)-3,4-
¥ H ANrnapo-2H-N30XMHONUH-1-
N OH (npumep 140[A]) u (S)-1-
5 | P NMPPONUANH-2-Un-MeTaHon
N
372,2
6-Xnop-2-[5-((R)-2-rugpokcnmetnn-
NUPPONNANH-1-UNMETUN)-NUPULNH-3-
un]-3,4-aurnapo-2H-n3oxXnHonmH-1-oH 6-Xnop-2-(5-xnopmeTun-
o cl on | MMpUAunH-3-un)-3,4-
) AVrnapo-2 H-n3oxXMHoNnH-1-
N N N oH (npumep 140[A]) 1 (R)-1-
U\ NUPPONUANH-2-Un-MeTaHosn
o NS
372,2
6-Xnop-2-[5-(3,5-gumeTun-nmpason-
1-unmeTun)-nupnanH-3-unj-3,4-
AMrnapo-2H-N30XMHONMUH-1-0H 6-Xr10p-2-(5-XOpMETHI-
- npuanH-3-un)-3,4-
w0 AVrnapo-2H-n3oxXMHonunH-1-

Cl
ASSS
: H (J o
N

367,1

OH (npumep 140[A]) n 3,5-
anmeTtun-1H-nnpason
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N-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-
WN3OXUHOMWNH-2-N)-NUPUAUH-3-
nnmeTun]-metaHcynsoHammng

6-Xnop-2-(5-xnopmeTtun-
npuanH-3-un)-3,4-

cl
g ﬁ//o AUrUAPO-2H-N30XMHONNH-1-
N X N/S\ OH (npumep 140[A]) n
5 U\H MeTaHCynbdoHaMmz
N
366,1
N-[5-(6-Xnop-1-okco-3,4-aurngpo-1H-
WN3OXMHOMWH-2-Un)-NNpuanH-3-
unmMeTunl-ayetammg,
ol 6-Xnop-2-(5-xnopmeTun-
. 0 nnmpuanH-3-un)-3,4-
0 J_k ANMNAPO-2H-N30XUHOMUH-1-
©;;N N oH (npumep 140[A]) n
U\H auyetamug
o] =
N
330,2
6-Xnop-2-(5-mopconuH-4-nnmeTunn-
nnpuanH-3-un)-3,4-aurngpo-2H-
WN30XMHOMNWH-1-0H 6-Xr10p-2-(5-XNopMeTUr-
< a NMPNaH-3-1n)-3,4-
0 Anrnapo-2H-N30XMHONUH-1-
@" EN N/ﬁ OH (npumep 140[A]) n
d \EJ/\K/O MOPAONUH
N
358,3
6-Xrnop-2-[5-(2-okco-nupponuanH-1-
unMeTun)-nupnanH-3-unj-3,4-
ANrnapo-2H-N30XMHOMMUH-1-0H 6-X110p-2-(5-XTI0pMETHI-
© nnmpuanH-3-un)-3,4-
) AVrnapo-2H-N3oxXMHoNnH-1-

356,2

OH (npumep 140[A]) n
NUPPONNANH-2-0H
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6-Xnop-2-[5-(1,1-anokco-1A°-
TNOMOPONNH-4-NNMETUN)-MUPULNH-
3-un]-3,4-aurnapo-2H-n3oxuHonuH-1-

6-Xnop-2-(5-xnopmeTun-
nnmpuauH-3-un)-3,4-

OH
o | ©
2] Anrnapo-2H-N30XMHONUH-1-
N X N/ﬁ oH (npumep 140[A]) n
1 | [\/S,}O TomopdonuH-1,1-auokens
N |
o}
406,1
6-Xnop-2-[5-(2-okco-okcasonuanH-3-
unMeTun)-nupnanH-3-unj-3,4-
Anrnapo-2H-n30XMHONUH-1-oH 6-Xr10p-2-(5-XTOpMETHII-
~ cl NUPUAWH-3-1n)-3,4-
) \E:Q /ﬁ\ AVruapo-2H-n3oxXMHonunH-1-
N
T OH (npumep 140[A]) n
o}
OKCa30NMuANH-2-0H
aepelE—
N
358,1
6-Xrop-2-[5-(2-okco-umMmaasonuaunH-
1-unmeTtun)-nupnann-3-unl-3,4-
Aurngpo-2H-n3o0xXnHONMH-1-oH
cl 6-Xnop-2-(5-xnopmeTun-
o o] nMpuanH-3-un)-3,4-
o) N Anrnapo-2H-N30XMHONUH-1-
| = N H | oH (Mpumep 140[A]) n
o) d MMNa30MaNH-2-0H
357,1
6-Xnop-2-[5-(3-meTun-2-okco-
UMM a3onNnanH-1-nNMeTUN)-NUPUANH-
3-un]-3,4-aurng po-2H-n3oXMHONuH-1-
6-Xnop-2-(5-xnopmeTun-
> nMpuanH-3-un)-3,4-
2] Anrnapo-2H-N30XMHONUH-1-

371,2

OH (npumep 140[A]) n 1-
METUN-NMUAA30NNANH-2-0H
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6-Xnop-2-(5-nnpason-1-unmetun-
nupuauH-3-un)-3,4-gurnagpo-2H-
W3OXUHOMNWH-1-0H

6-Xnop-2-(5-xnopmeTun-
nnMpuauH-3-un)-3,4-

ol
‘8 N _N AUrnapo-2H-N30XNMHONUH-1-
| ~ D oH (npumep 140[A]) n 1H-
o P = nvpason
N
3391
6-Xnop-2-[5-(2-nponun-umngason-1-
UNMETUI)-NUpnLnH-3-mnj-3,4-
aurnapo-2H-n3oxXnMHonmH-1-ox 6-Xnop-2-(5-xnopmeTun-
- cl nMpuauH-3-un)-3,4-
© AVruapo-2H-n3oxXMHonunH-1-
N OH (npumep 140[A]) n 2-
\(j/\” Y nponun-1H-nmungason
0 7 w/
381,2
1-[5-(6-Xnop-1-okco-3,4-guruapo-1H-
WN30XMHOMWH-2-n)-NNpUanH-3-
vnveTtun]-1H-nmungason-2-
KapBOHOBOW KNCMOTbI 3TUMOBBLIN
acup 6-Xnop-2-(5-xnopmeTun-
nnupuauH-3-un)-3,4-
N g o // ANMUAPO-2H-U30XUHOMMH-1-
- o oH (npumep 140[A]) n 1H-
N g A nMmngason-2-kapboHOBOM
N KMCNOTbI 3TUNOBLIA 3¢pmp
PR,
411,2
6-Xnop-2-[5-(2-rmgpokcumeTun-
MMKZ,a301-1-UnmMeTun)-nupugnH-3-
un]-3,4-aurnapo-2H-n3oxXnHonmH-1-oH 6-Xr1op-2-(5-xropMeTH-
o nMpuauH-3-un)-3,4-
© Avrnapo-2H-n3oxuHonnH-1-

369,1

OH (npumep 140[A]) n (1H-
UMUAAa30n-2-un)-MeTaHosn
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6-Xnop-2-[5-(okceTaH-3-
MnamvHoMeTun)-NnpuanH-3-unj-3,4-
Anrnapo-2H-N30XMHOMUH-1-0H

6-Xnop-2-(5-xnopmeTun-
nupuanH-3-mn)-3,4-

< Cl o] O//
© Aurnapo-2H-n3oxXuHonuH-1-
m e NI OH (npumep 140[A]) n
I U\ U oKceTaH-3-unamuH
N
3441
6-Xnop-2-{5-[4-(2-rnapokcu-3aTun)-
nunepasuH-1-unMeTun]-nupuamnH-3-
vn}-3,4-aurngpo-2H-n30XMHONMH-1-
OH
cl 6-Xnop-2-(5-xnopmeTun-
o nMpuanH-3-un)-3,4-
© N ™ N/\ Anrnapo-2H-N30XMHOMUH-1-
4 U\I\/N OH (npumep 140[A]) n 2-
N \L nunepasuH-1-un-ataHon
OH
401,2
6-Xnop-2-[5-(4-usonponun-
nunepasuH-1-nnmeTnn)-NMpuanH-3-
vn]-3,4-anrnapo-2H-n3oxXMHoONnH-1-oH
a 6-Xnop-2-(5-xnopmeTun-
© ‘O? NMPUANH-3-Ur1)-3,4-
© N N AVrnapo-2H-n3oxXmMHonuH-1-
\O/\”/ﬁ oH (Npymep 140[A]) 1 1-
© N k/Nj/ U3onponun-nunepasvHe
399,2
6-Xnop-2-[5-(4-meTun-nunepasmH-1-
UNMEeTUN)-NNpuAnH-3-unj-3,4-
AVrnapo-2 H-N3oXMHONNH-1-0H
6-Xnop-2-(5-xnopmeTun-
~ nMpuanH-3-un)-3,4-
© AVrnapo-2H-n3oxXmMHonuH-1-

371,2

OH (npumep 140[A]) n 1-
MeTun-nunepasnHe
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6-Xnop-2-[5-(4,4-guTop-nunepnanH-
1-unmeTun)-nupnanH-3-unj-3,4-
Aurngpo-2H-n3oxXnMHonMH-1-oH

6-Xnop-2-(5-xnopmeTun-
nMpuanH-3-un)-3,4-

cl
3 N
© ™ N Anrnapo-2H-N30XMHONUH-1-
| ¢ | oH (Mpumep 140[A]) v 4,4-
°© N ANTOP-NUNEPUANH
F
392,1
6-Xnop-2-[5-(3,3-audpTtop-
nUPPONUANH-1-UNMeTUn)-NUpugnH-3-
un]-3,4-aurnapo-2H-n3oxXMHONUH-1-oH 6-Xnop-2-(5-xnopMeTIn-
> cl nMPNanH-3-1n)-3,4-
© Anrnapo-2H-N30XMHONUH-1-
N ,D<F oH (npumep 140[A]) 1 3,3-
& f > £ | AudTop-nupponuanH
378,2
6-Xnop-2-[5-(2-okca-6-a3a-
cnunpo[3,4]oKT-6-unmeTun)-NMpunamnH-
3-unj-3,4-pnrnapo-2H-n3oxXmMHoNunH-1- 6-Xn10p-2-(5-X1opMeTHri-
OH NMPUANH-3-1n)-3,4-
o cl AVUTMAPO-2H-U30XUHOMUH-1-
- OH (npumep 140[A]) n 2-
N S DQO okca-6-asa-
3 | 7 cnnpo[3,4]octane
384,2
6-Xrnop-2-[5-(2-okca-6-a3a-
cnupo[3,3]renT-6-nnMeTnn)-NUPUAnH-
3-nn]-3,4-a1rnapo-2H-N3oXMHONWH-1- | B-Xnop-2-(5-xnopmeTyn-
nnupuauH-3-un)-3,4-
N AUrnapo-2H-N30XMHONUH-1-

OH
ct
CE;NI\ -
[e] = o
N

370,2

OH (npumep 140[A]) n 2-
okca-6-asa-
cnnpo[3,3]rentaH
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6-Xnop-2-[5-(3,3-gudrtop-nunepnaunH-
1-unmeTun)-nupnann-3-unl-3,4-
Aurngpo-2H-n3oxXnMHonmH-1-oH

6-Xnop-2-(5-xnopmeTunn-

~ cl nMpnauH-3-un)-3,4-
~ E Avrnapo-2H-n3oxXMHonnH-1-
N N OH (Mpumep 140[A]) u 3,3-
4 | P F | audprop-nunepnaunH
N
392,2
6-Xnop-2-[5-(2-okco-nunepuamnH-1-
UNMeTnn)-nnpuanH-3-unl-3,4-
Aurngpo-2H-n3oxXnMHonmH-1-oH 6-XN10p-2-(5-XI0pMETUT-
- c o NMPUAVH-3-1n)-3,4-
~ Avrnapo-2H-n3oxXuMHonnH-1-
N e N OH (npumep 140[A]) n
’ nMNepuanH-2-oH
0o =
N
370,2
6-Xnop-2-(5-[1,2,3]Tpnason-2-
UNMETUN-NNpUAnH-3-un)-3,4-
AMrnapo-2H-N30XMHONMUH-1-0H 6-Xr10p-2-(5-XTOpMETHTI-
< ci nnmpuanH-3-un)-3,4-
~ Anrnapo-2H-N30XMHONUH-1-
N j x ,\\./\“\} oH (npumep 140[A]) n 2H-
3 _ . [1,2,3]Tpnaszon
N
340,2
6-Xnop-2-(5-[1,2,3]Tpnason-1-
UNMETUN-NUPUANH-3-mn)-3,4-
Anrnapo-2H-n30XMHONUH-1-oH 6-X10p-2-(5-X110pMETUN
© nMpuanH-3-un)-3,4-
~ Anruapo-2 H-n3oxXuMHonnH-1-

Cl
N
m" ' EN N/ \\N
o L. s

340,2

OH (npumep 140[A]) n 1H-
[1,2,3]tpnason
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6-Xnop-2-[5-(2-xnop-nmngason-1-
unmeTun)-nupnaunH-3-mnj-3,4-
Anrnapo-2H-N30XMHOMNMUH-1-0H

6-Xnop-2-(5-xnopmeTun-
nMpuanH-3-un)-3,4-

cl
8 ¢ AVrnapo-2H-n3oxXmMHonuH-1-
N\(\/(\N/Q oH (npumep 140[A]) n 2-
N -1H-
1 | P lk/ xnop-1H-ummaason
3731
6-Xnop-2-[5-(3-meTtun-[1,2,4]tpnason-
4-unmeTtun)-nupngnH-3-un]-3,4-
Avrnapo-2 H-n3oxXMHONMH-1-oH
6-Xnop-2-(5-xnopmeTun-
~ cl nupuaunH-3-mn)-3,4-
~ Avruapo-2H-n3oxXmHonuH-1-
N x N OH (npumep 140[A]) n 3-
m N | metun-4H-[1,2,4]rpnason
o] = =N
N
3541
6-Xnop-2-[5-(5-meTtun-[1,2,4]rpnason-
1-unmeTun)-nnpnguH-3-unj-3,4-
aurngpo-2H-n3oxXnMHONMH-1-0H; CMecb
¢ 6-xnop-2-[5-(3-meTnn-
[1,2,4]Tpnason-1-nnmeTun)-nMpunamnH-
3-un)-3,4-gurngpo-2H-n30XmHonNuH-1-
OHOM
Cl
\Q;;L ~ R 6-Xnop-2-(5-xnopmeTun-
© I U L >’ nUpUANH-3-1n)-3,4-
~ N N AVruapo-2H-n3oxmHonuH-1-

Cl
) [ I ':N | N N/N\>
o P %N
N

3541

OH (npumep 140[A]) n 5-
metnn-1H-[1,2,4]tpnason
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6-Xnop-2-(5-[1,2,4]tpnason-4-
UNMETUN-NpUAnH-3-un)-3,4-
Aurngpo-2H-n3oxXnMHonmH-1-oH

6-Xnop-2-(5-xnopmeTun-
nMpuanH-3-un)-3,4-

Cl
2 N AVrnapo-2H-n3oxXmMHonNunH-1
- ' NN | oH (Mpvmep 140[A]) 1 4H-
0 7 =y |[1.2.4]rpnason
340,1
6-Xnop-2-(5-[1,2,4]Tpnason-1-
WUNMETUN-NNPUANH-3-1n)-3,4-
Aurngpo-2H-n3oxXnMHonmH-1-ox
cl 6-Xnop-2-(5-xnopmeTunn-
nmpuanH-3-un)-3,4-
o
© N x _ Anrnapo-2H-n3oxXMHonnH-1-
\Ej/\“\‘\\> OH (npumep 140[A]) n 1H-
0 N === [1,2,4]tpnason
340,1
6-Xnop-2-[5-(2-meTun-
6eHsommuaason-1-unmetnn)-
nupuanH-3-unl-3,4-gurngpo-2H-
N30XMHOMNH-1-0H 6-Xnop-2-(5-xnopmeTnn-
< |la nnmpuanH-3-un)-3,4-
© AUrnapo-2H-N30XMHONUH-1-
N OH (npumep 140[A]) n 2-
\Ej/\N N meTun-1H-6eH3ouMmnaason
o] P %N
N
403,1
6-Xnop-2-(5-nHgason-1-unmetnn-
nupunauH-3-un)-3,4-gurngpo-2H-
WN30OXUHOMWH-1-0H
6-Xnop-2-(5-xnopmeTun-
o nMpuanH-3-un)-3,4-
© AVrnapo-2H-n3oxXMHonunH-1-

Cl
[ I :N ' S N/N\
o P d
N

389,2

OH (npumep 140[A]) n 1H-
nHAason
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6-Xnop-2-(5-nHaason-2-nnmeTnn-
nupunanH-3-un)-3,4-gurnagpo-2H-
W3OXUHOMNWH-1-0H

6-Xnop-2-(5-xnopmeTun-
nnmpuanH-3-un)-3,4-

ClL
g N N ANrnapo-2H-N30XMHONUH-1-
| YTOUNTN OH (Mpumep 140[A]) n 2H-
0 7 == nHAason
389,1
6-Xnop-2-[5-(6-dpTop-nHgon-1-
UNMeTnn)-NnpuanH-3-unl-3,4-
Aurnapo-2H-n30XnMHONMH-1-0oH
Cl
6-Xnop-2-(5-xnopmeTun-
< N RN NN nnmpuauH-3-un)-3,4-
© I — Anrnapo-2H-N30XNMHONUH-1-
° N OH (npumep 140[A]) v 6-
dpTOp-1H-MHAON
E
406,2
6-Xnop-2-[5-(7-dpTop-ungon-1-
UnMeTun)-nupnaunH-3-mnj-3,4-
Anrmapo-2H-N30XNHOMNWH-1-0H 6-Xnop-2-(5-xnopmeTun-
cl F nMpuanH-3-un)-3,4-
[Xe}
© Aurnapo-2 H-n3oxXuMHonnH-1-
"\(j/\,q N oH (npumep 140[A]) n 7-
o | 7 — pTOp-1H-MHAON
406,1
6-Xnop-2-[5-(4-pTop-nHgon-1-
UNMeTUN)-NnpuanH-3-uni-3,4-
Aurmapo-2H-n30XnMHONMH-1-oH 6-Xr10p-2-(5-xropMeTHr-
nMpuaunH-3-un)-3,4-
©
® Anrnapo-2H-n3oxXMHonunH-1-

ci
; O
0 | P E F
N

406,2

OH (npumep 140[A]) n 4-
pTOp-1H-MHAON
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6-Xnop-2-[5-(4-meTun-nupason-1-
UNMeTUN)-NnpuanH-3-uni-3,4-
Aurngpo-2H-n3oxXnMHonmH-1-oH

6-Xnop-2-(5-xnopmeTun-
nnmpuanH-3-un)-3,4-

cl
'§ N N _N Anrnapo-2H-N30XMHONUH-1-
U\N Ny | o (npumep 140[A]) n 4-
0 N == meTun-1H-nmpason
353,1
6-Xnop-2-[5-(2-ymknonponun-
MMKAa3on-1-unMeTun)-nupuanH-3-
un]-3,4-aurnapo-2H-n3oXMHONNH-1-oH
cl 6-Xnop-2-(5-xnopmeTun-
® nMpuanH-3-un)-3,4-
© N AVruapo-2H-n3oxXuHonunH-1-
| = NN oH (npumep 140[A]) n 2-
o N/ U yuknonponun-1H-nmmngason
379,3
6-Xnop-2-[5-(2-TpncpTopmeTnn-
mMugason-1-mnmeTun)-nupuamnH-3-
nn]-3,4-AnNrnapo-2H-3oXUHOMMH-1-0H | & v - 0p-2-(5-xropMeTUn-
ct Fa F | MUpnavH-3-un)-3,4-
2 \ f;: Avruapo-2H-n3oxXuHonunH-1-
-~ S NN oH (npumep 140[A]) 1 2-
o I P — N TpudTopmetnn-1H-
N nmmgason
407,2
6-Xnop-2-[5-(3-meTun-nupason-1-
UNMeTUN)-NnpuanH-3-uni-3,4-
Anrnapo-2H-n30XMHONUH-1-0H
c 6-Xnop-2-(5-xnopmeTun-
o nmpuanH-3-un)-3,4-
@ N ~ _N Avruapo-2H-n3oxXMHonunH-1-
WD—’ OH (npumep 140[A]) n 3-
o N = meTun-1H-nupason
353,2
6-Xnop-2-[5-(2-aTnn-umuaason-1-
UNMEeTUN)-NnpuanH-3-unj-3,4-
Anrnapo-2H-n30XMHONUH-1-0H 6-Xn10p-2-(5-X1opMeTHri-
- c npuanH-3-un)-3,4-
o /( AVrnapo-2H-n3oxXMHoNnH-1-
N | NN, | oH (npuwep 140[A] 1 2-
4 - \Q/ aTun-1H-ummaason
367,1
2-(5-AMUHOMETUN-NNPUANH-3-1n)-6-
xrop-3,4-aurngpo-2 H-n30XMHONMH-1-
6-Xnop-2-(5-xnopmeTun-
o nnmpuanH-3-un)-3,4-
&) Anrnapo-2H-N30XMHONUH-1-

OH
Cl
N
\CQ | NN,
0 L
N

288,2

oH (npumep 140[A) n 1.6 M
amMmuak B AMOKCaHe

[Mpumep 193. 6-Xnop-2-(5-MeTOKCUMETHIITHUPUINH-3-11)-3,4-1urupo-2H-u30xnHonmH- 1 -oH

Cl
\QQ\‘@/\O/
o) Pz
N
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(28,8 mr, 0,1 mmounp) B TT® (5 mur) mobarmsm NaH (8 mr, 0,2 mmons, 60% mucriepcust B MUHEPATEHOM Maciie)
py KOMHATHOH Temrepatrype. [locne nmpekparieHus BeIACICHUS BOIOpoAa pacTBop Metmwmmoauaa (0,2 MMOJb) B
TI'® (5 mu1) 10OABIISAIHN O KAIUISAM, ¥ TIOMYYEHHYIO B pe3yJbTaTe CMECh IMepeMENINBaIN TP KOMHATHOM TeMIIe-
patype B TedeHue 1 4. 3aTrem cMech 00pabaThIBAJIM HACKIIEHHBIM BOJAHBIM pacTBopoM NH,Cl 1 akcTparupoBayu
TpH paza EtOAc. O0benuHEeHHBIE OPTaHUIECKHIE CIIOW TPOMBIBAII BOJON W PAaccoJIOM, BRICYIIMBAIN Haj 0e3-
BoAHBIM Na,SO, ¥ KOHIICHTPUPOBAIH B BakyyMe. ChIpoll MPOMYKT ounmiaiy npenapatuBaoit BOXKX ¢ momyde-
HHEM COeIMHEHNs, YKa3aHHOTO B 3aroioske (4,5 mr, 14,8%), B Buae Genoro Tepaoro semectsa. MC: (M+H)"
303,1.
[Mpumep 194. 6-X10p-2-(5-U30IPONOKCUMETHIITUPUIUH-3 -1i1)-3,4-1uruapo-2H-n3oxuHonuH- 1 -oH

Cl
PSS

[¢] Z
N

K pactBopy mpoman-2-ona (3,6 mr, 0,06 mmoins) B cyxom JM® (1 mm) nobasmsum NaH (1,5 mr, 0,06
MMoutb) Tipu 0°C. PeakImmoHHYI0 cCMech IepeMeInBali MPU KOMHATHOM TeMIlepaType B TeUEHUE 5 MUH, Tocie
4yero mo0aBisum  6-Xy0p-2-(S-XI0pMeTHIIUPUANH-3-1)-3,4-nturuapo-2H-u3oxunonun-1-oa (15 wmr, 0,05
MMoub, ipumep 140[A]). 3aTeM noxydeHHYIO B pe3yibTaTe peakIMOHHYIO CMECh MepeMEeINBaIN PH KOMHAT-
HOW TeMIiepatype B TeueHue | 4, Tocje 4ero ee HaJIMBaJIM B JISASHYI0 BOLy u dkcTparupoBas EtOAc (2x5 mr).
Opranuyeckuii cioi BbICyIIMBanu Haj 06e3BoxHbIM Na,SOy4, GMIBTPOBANIN W KOHLIEHTPHPOBAIM B BaKyyMe C
MOIY4YEeHHUEM CBIPOrO MPOJYKTa, KOTOPBIH 3aTeM ouunmanu npenaparusHod BOXX ¢ momyuenuem coenuHeHus,
yKa3aHHOTO B 3aroyoBke (8 mr, 48%), B Buzie Genoro TBepaoro semectsa. MC: 331,1 (M+H").

[TpuBeneHHBIC HUXKE COEAWHEHUS, NEpeUUCICHHbIE B Ta0n. 3, ObIIM MONYYCHBI 10 aHAJOTHH C METOJIOM,
OIIMCAaHHBIM IS TOy4eHus npumepa 194, ncronb3ys COOTBETCTBYIOIINE HCXOIHBIE BEIIECTRA.

Tab6mmma 3
& HassaHue/CTpykTypa coeauHeHuns
g_ MC (M+H)* McxoaHble BelecTBa
C
B-Xnop-2-[5-(2,2,2-Tpudptop-1-meTunn-
3TOKCUMETUI)-NNPUAUNH-3-1n]-3,4-anurngpo- 6-Xriop-2-(5-
2H-n30XNMHONWNH-1-0H XMOPMETUN-MMPUANH-3-
© cl un)-3,4-aurngpo-2H-
@ WN3OXUHOMNWH-1-0H
\CCV;“ Y o E (npumep  140[A]) wn
3 | P F 1,1,1-TpudpTop-nponax-
N F 2-on
3851
6-Xnop-2-{5-[2-(1-meTuUn-nnupponuanH-2-un)-
3TOKCUMETUM]-NUPUANH-3-un}-3,4-aurugpo- | 6-Xnop-2-(5-
2H-130XMHONWUH-1-0H XNOPMETUN-NUPUANH-3-
© cl un)-3,4-gurngpo-2H-
2 /ﬁ U3OXVHOMUH-1-OH
\Q?/” A o N (npumep 140[A]) u 2-(1-
o U\ \ METUMN-NUPPONUANH-2-
N un)-ataHon
400,2
6-Xnop-2-(5-4MKNONEeHTUNOKCUMETUI-
NUPUAWH-3-1n)-3,4-AUrnapo-2H-N30XMHONMNH-
1-0H 6-Xnop-2-(5-
al XNOPMETUN-NUPUZUH-3-
5 /O vn)-3,4-aurnapo-2H-
- N M30XMHOMNWH-1-0OH
\(ﬁ/\o (npumep  140[A])  u
0 N LMKITONEHTaHoNM
3572
6-Xnop-2-(5-UumKknonponMIMeTOKCMMET M-
NUPUAWH-3-1n)-3,4-AUrnapo-2H-n30XMHOMNMNH-
1-0H 6-Xnop-2-(5-
al XNOPMETUN-NUPUIUH-3-
© )> un)-3,4-aurngpo-2H-
- N N30XMHOIMH-1-OH
\©;‘j\®/\o (npumep  140[A])
o P LMKMonponun-meTaHon
N
343,2
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6-Xnop-2-[5-(2-cbTop-heHokcumeTnM)-
nupuann-3-unl-3,4-aurng po-2H-M30XMHONMNH-
pua ] ﬂ.1_o:'.p 6-Xr10p-2-(5-
XNOPMETUN-NNPUANH-3-
o vn)-3,4-aurngpo-2H-
- N N N3OXUHOMNWH-1-0H
\@/\O (npumep 140[A)  2-
N/ F dTOop-phenol
383,1
6-Xnop-2-[5-(1-meTnn-
LMKNONPONUIMETOKCUMETUN)-NNPUANH-3-1n]-
3,4-41rnapo-2H-U30XMHOMH-1-OH 6-Xnop-2-(5-
XINOPMETUN-NUPUZNH-3-
o cl un)-3,4-aurnapo-2H-
S MN30XMHOMNWUH-1-0H
N X o (npumep 140[AD) »n (1-
\@/\ METMWN-LUKMIONponum)-
0 N MeTaHon
3572
6-Xnop-2-[5-(TeTparnapo-dypan-2-
UNTMETOKCUMETUN)-NUPUAKH-3-1n]-3,4-
ANMMAPO-2H-N30XMHOMNMNH-1-OH
6-Xnop-2-(5-
0 XNOPMETUN-NNPUANH-3-
- vn)-3,4-aurnapo-2H-
Q cl N3OXUHOMNWH-1-0H
o] (npumep  140[A]) wm
N (TeTparmapo-dypaH-2-
| = Wn)-MeTaHon
o] =
N
3731
6-Xnop-2-[5-(2,2,2-TpnTOP-3TOKCUMETNM)-
nUpUAWH-3-unj-3,4-aurng po-2 H-n30XUHOMMNH-
1-0H 6-Xnop-2-(5-
al XIIOPMETUN-NNPUANH-3-
N ; vn)-3,4-aurngpo-2H-
N N \ F MN30XMHOMNWUH-1-0H
\Ej/\o/\\/ (npuvep  140[A]) w
0 N F 2,2,2-TpndpTop-aTaHon
3711
6-Xnop-2-(5-4ynknobyToKCUMETUN-NMPULNH-3-
1n)-3,4-4urnapo-2H-n30xXMHONMH-1-0H 6-Xr10p-2-(5-
< XNOPMETU-NNPUANH-3-
9 ﬂ Un)-3,4-Aurngpo-2H-
N N N o M30XUHOMNH-1-0H
1 [ (npumep  140[A])
N LyuknobyTaHon
3432
ITpumep 204. 6-Xnop-2-[5-(3,5-muMeTHI30KCca301-4 -MIMeTH ) TpuaAnH-3-mi] -3,4-auruapo-2H-

W30XUHOJHMH-1-0H
cl

6-X710p-2-(5-xmopMeTHIIMUAPUANH-3-11)-3,4-nuruapo-2H-u3oxuHonuH- 1 -ou (mpumep 140[A]) (75 mr, 0,25
mMmoub), Pd(PPh;3),Cl, (18 wmr, 0,025 mmomns), Na,COs; (80 wmr, 0,75 mmonp) u 3,5-muMeTHiH30KCca30i-4-
060poHOBYIO KUCIOTY (45 wmr, 0,32 MMomb) pacTBopsuth B auokcane (4,0 mun). [TomydeHHyto B pe3yiabTaTe peak-
IIMOHHYIO cMech HarpeBanu nipu 120°C B Tedenne 3 4, mocie yero ee HanmuBanu B H,O (50 M) u akcTparupoBa-
m EtOAc (2x125 mi). O0betMHEHHbIE OPTaHUYECKUE CIIOM TPOMBIBAIM PAcCojIOM, BBICYIIMBAIIM Haja 0e3BOJI-
HbIM Na,SO4, GuiIbTpoBanu U KOHIEHTPHUPOBAIN B BaKyyMe C IOJIydEHHUEM CBIPOTO NMPOAYKTa, KOTOPHIN 3aTeM
ounniany npenapatusHoi BOXKX ¢ nomyuennem coenmHenus, ykazanHoro B 3arojioBke (10 mr, 10,9%) B Buge
CBETII0-XKeNTOBATOro TBepaoro semectsa. MC: 368,2 (M+H").

[TpuBeneHHBIC HUXKE COEAWHEHUS, NEepeUUCIeHHbIE B Ta0u. 4, ObIIM MONYYCHBI 110 aHAJOTHH C METOJIOM,
OIMCaHHBIM IS TToJTy4eHust npumepa 204, ncronb3yst COOTBETCTBYIOIINE UCXOIHBIE BENIECTRA.
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Tabnuma 4

6-Xnop-2-[5-(4-
MeTaHcynboHUN-6eH3un)-
nUMpuAnH-3-un]-3,4-auruapo-2H-
WN30XMHONMNMH-1-0OH

6-Xnop-2-(5-xnopmeTun-
nupuamnH-3-un)-3,4-gurngpo-2H-

P WN3O0XWMHOMNWH-1-OH (Nnpynmep
8 \Q;P 140[A]) " 4
RNEE R (meTuncynbdoHnN)heHNNBOPoH
) m _o | oBas kAcnoTa
A
[o}
4272
6-Xnop-2-[5-(6-meTun-nnpuanH-
3-nnmetun)-nupnamnn-3-un-3,4-
Avrnapo-2H-n3oxXMHoONnH-1-oH
G 6-Xnop-2-(5-xnopmeTun-
© \‘Q;/\‘ nupuamnH-3-un)-3,4-gurngpo-2H-
=} N WM3O0XWUHOMNWH-1-OH (Nnpynmep
N m 140[A)) " 2-MeTUn-5-
¢ NS # NMpUaMHNNGOPOHOBas KUCMoTa
364,1
6-Xnop-2-[5-(6-mopdonuH-4-umn-
NMUPUAUH-3-UNMETUIN)-NNPUZNH-3-
unl-3,4-aurnapo-2H-n3oxuHonuk- | 6-Xnop-2-(5-xnopmetun-
1-0H nupuamnH-3-un)-3,4-gurngpo-2H-
~ al WN30XUHOMNWH-1-0H (Nnpnmep
S \CQ‘ 140[A) w  2-(MopconuH-4-
| = | N un)nmpuanH-5-60poHOBON
° W Py KMCNOTbI MMHAKONOBbIN 3hMpP
@
435,1
6-Xnop-2-[5-(2-meTnn-2H-
nupason-3-unmeTun)-nupuamnH-3-
un]-3,4-aurnapo-2H-u3oxmHonun- | 6-Xnop-2-(5-xnopmetun-
1-0H nupuamnH-3-un)-3,4-gurngpo-2H-
© WU3O0XUHOMNWUH-1-OH (Nnpumep
Q 140[A])]) n 1-metun-1H-

| X
e

353,1

nupason-5-60poOHOBOM  KUCMOTbI
NMWHAKOIOBbLIN 3PUp
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6-Xnop-2-[5-(1-meTun-1H-
nupason-4-nnveTun)-nupuanH-3-
mn]-3,4-aurnapo-2H-n30XnHONMH-

6-Xnop-2-(5-xnopmetun-

1-0H npuaunH-3-un)-3,4-aurngpo-2H-
o |© N30XVHOMWH-1-OH (npumep
Q 140[A]) v 1-meTunnupason-4-
m N N B6opoHoBOWA KMCMOThI
1 m\/N MMHaKoNoBbIN 3oup
N '\
3531
6-Xnop-2-[5-(2,3-andTop-
6eH3nn)-nupuamnn-3-un}-3,4- | 6-Xnop-2-(5-xnopmeTun-
,D,I/IFI/I,D,pO-ZH—I/ISOXI/IHOJ'II/IH-1-OH nMpuanH-3-mn)-3,4-ourngpo-2H-
o cl ¢ W30XUHOMWH-1-OH (npumep
by A . 140[A]) " 2,3-
m andTopheHnnbopoHoBas
0 P kucnoTa
N
3851
6-Xnop-2-[5-(3,5-audTop-
6eH3un)-nupnaunH-3-unl-3,4- 6-Xnop-2-(5-xnopmeTyn-
Cl,:wlrM,rJ,po-2H-|/|3oxvu-|or|vn-|-1-OH MAPNANH-3-11)-3 4-qurnapo-2H-
- W30XUHOMWH-1-OH (npumep
S \O;;q ~ F | 140[A]) " 3,5-
| AndTopdeHmnbopoHoBas
°© \Em Kucnota
F
3851
6-Xnop-2-[5-(2,5-andpTop-
6eH3nn)-nupuaunH-3-uni-3,4- 6-Xnop-2-(5-xnopmeTnn-
AUrnapo-2H-N30XNHONNH-1-0H nUpUANH-3-un)-3,4-gurngpo-2H-
N W30XMHOMWH-1-0H (npumep
S 140[A]) " 2,5-

cl
m | \ F
Q =
N F

385,1

AundTopdeHnnbopoHoBas
Kucnora
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6-Xnop-2-[5-(2-TpudTopmeTnn-

6eH3nn)-nnpuaunH-3-uni-3,4-

Aurngpo-2H-n3oxXMHONNH-1-oH 6-Xnop-2-(5-xnopmetun-

5 F ¢ | MMpUAnH-3-1n)-3,4-gurugpo-2H-
) £ | n3oxmHONMH-1-0H (npumep
o m% 140[A]) n 2-

1 TpudTopmeTundeHnndopoHoBa
0 N/ 4 KucroTa
4171
6-Xnop-2-[5-(2,6-gnxnop-
6eH3nn)-nupuaunH-3-uni-3,4-

AUTUApPO-2H-n3oxvHonmH-1-on | 8-Xnop-2-(5-xnopmetur-

al npuaunH-3-un)-3,4-aurngpo-2H-
T qu cl M30XWHOMMWH-1-OH (Npvmep
N N 140[A]) " 2,6-

RS
m anxnopdeHnnbopoHoBasi
o W o kucnota
4171
6-Xnop-2-[5-(2-xnop-6-dTop-
6eH3nn)-nupuaunH-3-uni-3,4-

ANMMapPo-2H-N30XMHONMH-1-0H | B-Xnop-2-(5-xnopmeTun-

cl nUpUANH-3-un)-3,4-ourngpo-2H-
) Gl W30XUHOMWH-1-OH (npumep
X mm 140[A) " 26-

S
| anxnopdeHnnbopoHosasi
o O KucnoTa
4011
6-Xnop-2-[5-(3,4-anxnop-
6eH3nn)-nupuaunH-3-uni-3,4-

ANrNAPO-2H-n3oxuHONMH-1-0H | ©-Xn0p-2-(5-xnopmeTun-

@ nUpUANH-3-un)-3,4-aurugpo-2H-
© W30XMHOMWH-1-0H (npumep
N m N c | 140[A]) " 3,4-

m anxnopdeHnnbopoHoBasi
© N o | kucnora
4171
6-Xnop-2-[5-(2,5-guxnop-
6eH3un)-nnpuanH-3-uni-3,4-

ANrnapo-2H-N30XMHONMH-1-oH 6-X110p-2-(5-XrI0pMeTUI-

c al nMpuanH-3-un)-3,4-aurngpo-2H-
~ WN30XMHOMNWH-1-0H (npumep
o KZ‘] X 140[A]) " 2,5-

S | _ anxnopdeHnnbopoHosas
N Kucnorta
cl
4171

IIpumep  218.  DOrancynb(hoHOBOW  KHCIOTHI  [5-(6-x70p-1-okco-3,4-nuruapo-1 H-u3oxuHomuH-2-
W) TAPUIAH-3 -1 |aMu T
cl

N AN N\S/\
| 72\
o} ~ 0 0
N
Cul (1,9 mr, 0,01 mmoub), L-iponus (2,3 Mmr, 0,02 mmois) u Cs,CO3 (65 mr, 0,2 MMOITB) T00ABIISITN B pac-
TBOp 2-(5-OpommnupuauH-3-mi)-6-xop-3,4-murunpo-2H-n3oxunonus-1-oxa (mpumep 7) (33,7 mr, 0,1 MMoutb) u
3TaHCYIb(OHOBOH KUCIOTH amunaa (10,9 mr, 0,1 mmoins) B auokcane (3 mun). [TonydeHHYIO B pe3ynbrare peak-
IIMOHHYIO CMECh TIOJIBEPTAIT MUKPOBOIHOBOH peakmuu 1pHu 150°C B Tedenne 2,5 4. PeakImoHHy0 cMeCh (QHITb-
TPOBaJIM ¥ KOHIIEHTPUPOBAIN B BaKyyMe C MOJYYEHHEM ChIPOTO MPOAYKTa, KOTOPBIN 3aTeM OYHMILNAIN Hpernapa-
tuBHOH BOXKX ¢ momydermeM coenmHeHUs, yKa3aHHOTO B 3aroyioBke (7,3 mr, 20%), B Buae Oeoro TBEpIOTO
Bemecta. MC: 366,1 (M+H").
Crnenyromue COCTUHCHNUS, IEPEYNCICHHBIC B Ta0M. 5, OBUTH MOTYYCHBI IO aHAJIIOTHH C METOJIOM, OIHCaH-
HBIM JIJISI TTONTy4deHUs puMepa 218, UCcrmonb3ys COOTBETCTBYIOIINE HCXOIHEBIC BEIICCTBA.
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Tabnuma 5
o HassaHue/CTpykTypa
% COeANHEeHUs McxoaHble Belectsa
o
= MC (M+H)*
N-[5-(6-Xnop-1-okco-3,4-
anrnapo-1H-n30XMHONUH-2-1rn)-
NUpUAWH-3-unj-
BexsoncynbgoHamua 2-(5-BpoM-NUpKUAVH-3-1r)-6-
o cl xrop-3,4-aurungpo-2H-
S 0/@ W3OXMHOMUH-1-0H (Npumep 7) w©
\ 6
N N N‘\s eH3oncynbPoHamMng,
o LJ 1
N
4141
N-[5-(6-Xnop-1-okco-3,4-
anrnapo-1H-n30XMHONUH-2-1n)-
NUPUAWH-3-mnj-
MeTaHCcynboHamMua,
cl 2-(5-bpom-nupnannH-3-un)-6-
o xrop-3,4-aurngpo-2H-
Q §
N N LN N3OXWMHOMNUH-1-0H (Npumep 7) n
U ﬁ MeTaHcynboHaMng,
0 P 0
N
3521
LinknonponaHcynegoHoBon
KucnoTbl [5-(6-xnop-1-okco-3,4-
anrnapo-1H-n3oxXMHoONUH-2-mn)-
MMPUANH-3-An-amua 2-(5-Bpom-nnpnanH-3-1n)-6-
B e X1op-3,4-aurnapo-2H-
Y ! H\\/A W3OXMHOMWH-1-0H (MpvMep 7) W
Xy LMKINonponaHcy nbOOHOBOW
o ' 7 "3' KMCNOTbI amug,
378,1
6-Xnop-2-[5-(4-dTop-
6eH3UNaM1Ho)-NMPUAMH-3-unj-
3,4-p1rnapo-2H-n30XMHOMNNH-1-
OH 2-(5-Bpom-nupngnH-3-un)-6-
Q a ¢ | xnop-3,4-anrugpo-2H-
N H\/©/ M3OXVHOMUH-1-0H (Mpumep 7) 1 4-
N\/j/N dpTOp-6eH3UNamMuH
9
3821
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6-Xnop-2-[5-(2,2,2-TpndTop-
3TUNAMUHO)-NMPUaNH-3-unj-3,4-
AUrnapo-2H-n30XMHOMWH-1-0H
a 2-(5-bpom-nnpngunH-3-un)-6-
Q F xnop-3,4-gurnapo-2H-
~ N n% WU3OXUHOMUH-1-0H (Npumep 7) u
\(j/ FF 2,2,2-TpucpTop-aTuUnamuH
o] =
N
356,1
6-Xnop-2-(5-moponuH-4-un-
nMpuanH-3-un)-3,4-amrngpo-2H-
W30XMHOMNWUH-1-0H
ol 2-(5-bpom-nupnanH-3-un)-6-
3 K\o xrop-3,4-gurnapo-2H-
N N N\) M3OXUHOMUH-1-0H (npumep 7) u
\Ej/ MOPEOnMH
o) =
N
3442
N-[5-(6-Xnop-1-okco-3,4-
aurngpo-1H-U3oXMHONWH-2-1n)-
NUPUAWH-3-1n]-nNponnoHamng
o 2-(5-bpom-nnpngunH-3-un)-6-
0 xnop-3,4-aurngpo-2H-
N N n WU3OXUHOMUH-1-OH (npumep 7) wu
\(j/ Y\ nponuoHamug,
o] = o]
N
330,1
6-Xnop-2-{5-[(2-meTun-2H-
nupason-3-nnmeTun)-ammHo]-
NMpUAWH-3-un}-3,4-aurngpo-2H-
M3OXUHOMUH-1-0H 2-(5-EpOM-nVIpVI,D,VIH-?)-VIJ'I)-e-
© xnop-3,4-aurngpo-2H-
N cl Ny— WN3O0XMHOMUH-1-0H (Npumep 7) 1 1-
(:CP H\/{\} (1-meTun-1H-nupason-5-
N N =
= nn)MeTaHamunH
Iy
N
368,1
2-[5-(6-Xnop-1-okco-3,4-
aurngpo-1H-U3oXMHOMNWH-2-1n)-
NUPMANH-3-UNamMmmnHO]-2-MeTun-
NPONMOHOBaA KUCNoTa 2-(5-Bpom-nnpuamnH-3-un)-6-
~ a xnop-3,4-aurngpo-2H-
N WN3OXUHOMWH-1-OH (Npumep 7) 1 2-
N H aMUHO-2-METUM-NPOMNNOHOBAs
\(T 7<ﬁ\0“ Kucnora
o p
N
360,1
6-Xnop-2-{5-[(1-meTun-1H-
MMUAa3on-4-unNnMeTun)-aMmmHol-
nMpuAnH-3-un}-3,4-aurngpo-2H-
WN30XWUHOMWH-1-0H 2-(5-bpom-nnpngunH-3-un)-6-
© / xnop-3,4-aurngpo-2H-
g cl WN3OXWHOMUH-1-OH
m n\/j{\/h} (npumep 7) 1 4-(ammHomeTun)-1-
= N meTtun-1H-ummaason
Iy
N
368,1

[Mpumep 229. 6-Xnop-2-[5-(1H-nupazon-4-wn)nmupunun-3-un]-3,4-nuruapo-2H-n3oxuHonuH- 1 -oH

Cl N\
|
N O V4
o | =
N

2-(5-bpommupuaun-3-mn)-6-xmop-3,4-nurunpo-2H-u3oxunonund-1-oun (mpumep 7) (34 wmr, 0,1 mMModb),
Pd(PPhs), (5,8 mr, 0,005 mmoms), K,CO5 (27,6 mr, 0,2 Mmmons) u 1 H-upa3oir-4-60poHOBOI KUCIOTHI THHAKO-
noBbIit 3dup (29,1 mr, 0,15 MMoie) pacTBopsii B auokcane (1 mur). ITomydeHHyI0 B pe3yibTaTe PEakIMOHHYIO
CMECh IMOJIBEpPTalii MUKPOBOJIHOBOH peakiuu nipu 150°C B Teuenue 45 mMuH, mocie vero ee HamuBaym B H,O (25
wut) 1 akcTparupoBaiit EtOAc (2x25 mir). O0beTMHEHHbIE OPraHUYECKUE CIOH ITPOMBIBAJIIM PACCOJIOM, BBICYIIIN-
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BaM HaJ 0e3BOIHBIM Na,SO,4, GUIBTPOBATN U KOHIICHTPUPOBAIH B BaKyyMe C MOJIyYCHHEM CBHIPOTO MPOIYKTa,
KOTOPEIH 3aTeM ouuInanu npenapatiuBaoil BOXKX ¢ momydeHreM coeMHCHHS, YKa3aHHOTO B 3aroyioBke (9 wmr,
28%), B Buzie Genoro TBepaoro Bemectsa. MC: 325,1 (M+H").

[IpuBeneHHbIE HIDKE COCAWHEHUS, TIEPEUUCIICHHbIC B Ta0d. 6, OBUIH MOJIYYECHBI TI0 aHAJIOTHH C METOIOM,
OTIICAHHBIM JIJIS TIOy4YeHHs mpuMepa 229, UCTonb3ysi COOTBETCTBYIOIINE UCXOTHBIC BEIIECTRA.

Tabsmra 6
& HassaHune/CTpykTypa coeanmHeHus
s McxogHble BeljecTsa
3 MC (M+H)*
c
6-Xnop-2-[5-(3,5-gumeTun-
n3okcason-4-un)-nnpuaunH-3-unl-3,4-
AVrNgpo-2H-N30XMHOMNNH-1-0H
2-(5-bpom-nupnaunH-3-un)-6-
et xnop-3,4-gurngpo-2H-
=) Q W3OXMHOMWH-1-0H (NpuMep 7) W
| ! -4
N N Y, 3,5-anmeTnnmsokcason-4
| BopoHoBas kucrnoTa
° N
3541
6-Xnop-2-[5-(3-Top-dheHnn)-
nupuaunH-3-un]-3,4-gurngpo-2H-
M30XWHOMNWH-1-OH
2-(5-Bpom-nupnaunH-3-un)-6-
- xnop-3,4-aurngpo-2H-
Q a M30XUHONWH-1-0H (Npumep 7) 1
3-pTopcheHunbopoHoBas
N kucrora
o ! =
N
3531
6-Xnop-2-[5-(3,4-audTop-deHun)-
nmpuaunn-3-unj-3,4-aurnapo-2H-
M30XMHOMNWH-1-OH
E 2-(5-bpom-nupuauH-3-un)-6-
N o F xnop-3,4-gurnapo-2H-
Q WN3OXWHONWH-1-0H (npumep 7) n
3,4-puchTopdeHnnbopoHoBas
KmenoTa
-]
N
3711
6-Xnop-2-[5-(3,5-audtop-deHun)-
nnpuaunn-3-unj-3,4-aurnapo-2H-
N30XMHOMWH-1-0H
F 2-(5-Bpom-nnpuanH-3-un)-6-
xnop-3,4-aurnapo-2H-
(¥ =]
Q M3OXMHOMNUH-1-0H (nNpumep 7) un
N 3,5-andTopdeHnnbopoHoBas
| F kucrnoTa
=]
N
371,1
6-Xnop-2-[5-(3-xnop-deHunn)-
nmpuaunn-3-unj-3,4-gurnapo-2H-
N30XMHOMMH-1-0H
! 2-(5-Bpom-nMpuanH-3-un)-6-
< a xnop-3,4-gurnapo-2H-
Q WN3OXWHOMNWH-1-0H (npumep 7) n
N 3-xnopceHnnbopoHosas
| kmcnoTa
o 2
N
369,1
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6-Xnop-2-[5-(2,5-andTop-hennn)-
nnpuamnn-3-unj-3,4-aurnapo-2H-
V3OXUHOMNWH-1-0OH

2-(5-bpom-nupnaunn-3-mn)-6-
xnop-3,4-aurnapo-2H-

© o,
Q W3OXWHOMWH-1-OH (Npumep 7) u
N x 2,5-aucpTopdhennntopoHosasn
| KucroTa
5] 2 F
N
371,1
6-Xnop-2-[5-(3-TpucTopmeTnn-
deHnn)-nMpuanH-3-unl-3,4-aurngpo-
2H-N30XMHOMMH-1-0H
F. F 2-(5-bpom-nupuaunH-3-un)-6-
F xnop-3,4-gurnapo-2H-
@ cl WN3OXMHOMWH-1-OH (npumep 7) n
« 3-
m TPUGTOPMETUNDEHNNBOPOHOBa
| A kuenoTa
o
N
403,2
6-Xnop-2-[5-(3-Tpnd TopMETOKCH-
deHnn)-nMpuanH-3-unl-3,4-gurugpo-
2H-n30xmHonNMH-1-0H
,>L 2-(5-BpomM-nmpuanH-3-un)-6-
" xnop-3,4-gurnapo-2H-
I~ WN3OXMHOMWH-1-OH (npumep 7) n
& @ 3-
N TPUDPTOPMETOKCUDEHNNOOPOHOB
as kucnota
=]
N
419,2
6-Xnop-2-[5-(2-metur-2H-nnpason-3-
un)-nnpuamnH-3-un]-3,4-gurnapo-2H-
WN30XUHOIMWH-1-OH
2-(5-Bpom-npuanH-3-un)-6-
¢l xnop-3,4-gurnapo-2H-
© \N W3OXWHOMWH-1-OH (npumep 7) 1
Q N ’
« N 1-meTtun-1H-nmpason-5-
| \ 6opoHoBOMN KUCNOTbI
o N/ NWHAKOMOBbIA 3chup
339,2
6-Xnop-2-[5-(1-meTun-1H-nnpason-4-
vn)-nupuank-3-unj-3,4-gurnapo-2H-
N30XUHOMMWH-1-0H
2-(5-bpom-nupraunH-3-un)-6-
a. N xnop-3,4-aurnapo-2H-
[¢2]
« N— W3OXUHONWH-1-0H (npumep 7) n
« N
(1-meTtnn-1H-nupason-4-
o vn)6opoHoBas kucnoTa
N
339,1
6-Xnop-2-[5-(4-xnop-3-pTop-denHun)-
npuaunH-3-un]-3,4-gmruapo-2H-
N30XUHOMMWH-1-0H
2-(5-Bpom-nupuauH-3-un)-6-
xnop-3,4-gurnapo-2H-
=]
3 M3OXMHONWUH-1-0H (Npumep 7) un

3871

4-xnop-3-TopdeHunbopoHosas
kucnoTa
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6-Xnop-2-[5-(3,4-guxnop-eHunn)-
nnupuaunH-3-unjl-3,4-aurnapo-2H-
WN30XUHOIMWH-1-0OH
2-(5-Bpom-nnpuann-3-un)-6-
- a = xnop-3,4-aurnapo-2H-
3 M3OXMHONUH-1-0H (npumep 7) un
N
3,4-guxnopdeHnnbopoHoBas
o kmcnoTa
W
4031
6-Xnop-2-[5-(2-TpndpTopmeTmn-
deHnn)-NMpuanH-3-unl-3,4-a4urnapo-
2H-130XMHOMNWH-1-0H
2-(5-Bpom-nmpuanH-3-un)-6-
Q. xrop-3,4-aurungpo-2H-
q WN3OXWHONWH-1-0H (npumep 7) wu
3 2-
TpudTOopMETUNDEHMNBOPOHOBA
2 KMenoTa
4031
6-Xnop-2-(5-usokcason-4-un-
nmpunamnH-3-un)-3,4-aurngpo-2H-
M30XMHOMNWH-1-0H
2-(5-Bpom-nmpuanH-3-un)-6-
- a Q Xnop-3,4-A1rnapo-2H-
3 N N N30XMHOMWH-1-OH (nNpumep 7) u
4-130KkCa3onbopPOHOBON KUCNOTbI
o | NUHaKONOBbIA 3cpup
N
326,1

[Ipumep 244. 6-Xnop-2-[5-(1-meTmn-1 H-umunazon-2-un)mapuann-3-un|-3,4-quruapo-2H-u3zoxuHonuH- 1 -

Cl
N
TOL 1
AN N
(0] | — \
N

K mepememannoit cycnensuu nuHKoBOW ThlmH (130 mr, 1,98 mmoins) B TT'D (2,0 mur) mobaBmsmum 1,2-
muopomaTad (0,02 mur). CMech HarpeBai ()EHOM J0 TPEKPAIICHUS BBIACICHUS ITy3bIPHKOB ra3a STHICHA. 3aTeM
K onucaHHO Bblme cycnenzuu godasmsmm TMS-C1 (0,02 mi) u 2-6pom-1-metnin-1H-umunazon (0,07 mi, 0,66
MMOJb) W naBaimu eil nepememmBatbess npu KT B teuenne 30 MuH ¢ nocnexyrommmM pobasieHuem 2-(5-
OpomMnupuanH-3-11)-6-x510p-3,4-1uruapo-2H-n3oxunonuu-1-ona (74 mr, 0,22 mMons, npumep 7) u Pd(PPh;),
(14 wr, 0,011 MMomb). 3aTeM MOTYYCHHYIO B PE3yJIbTaTe PEaKIMOHHYIO cMech HarpeBaiu 10 90°C B TeueHue 6
4, ocye gero ee HanuBainu B H,O (50 mur) u skerparupoBanmu EtOAc (2x80 mur). OObeJuHEHHBIE OpTaHMYECKHE
CJIOV TIPOMBIBAJIM PACcCOJIOM, BBICYIIMBaIM Hax 0e3BoAHBIM Na,SO4, GUIBTPOBaNM M KOHIEHTPHPOBAIM B Ba-
KyyMe ¢ TIOJTyd€HHUEM CBIPOTO MPOIYKTa, KOTOPBIA 3aTeM ounmianu npenaparuBHoi BOXKX ¢ momydenuem co-
eIMHEeHMS, yKa3aHHOTO B 3aroioBke (12,0 mr, 16,2%), B Buae 6emoit menst. MC: 339,1 (M+H+).

[Tpumep 245. 6-X70p-2-[5-(2,4-mumernn-2H-nmupazon-3-wn) nupuauH-3-mi|-3,4-muruapo-2H-
M30XHMHOJIHH- 1 -0H

OH

cl
1 \
B N
\

N

o} Pz
N

K mepememannomy pactBopy 2-(5-OpommupuanH-3-mn)-6-xmop-3,4-murunpo-2H-n30xuHoamH-1-0Ha
(mpumep 7) (80 mr, 0,25 mmons) u 1,4-mumermin-1H-upa3zona (23 mr, 0,25 mmons) B NMP (2,0 M) mo6aBisiu
Pd(OAc), (2,0 mr, 0,008 mmoip), 2-gunmkiorekcmidochuno-2'-(N,N-mumernnamuno )audennn (DavePhos)
(6,3 mr, 0,016 mmois), BuyNOAc (153 mr, 0,5 Mmoib) 1 nzomacisayto kucioty (0,085 mi, 0,08 Mmois). TTomy-
YEeHHYIO B pe3yJIbTaTe peaknoOHHYI0 cMech HarpeBanu 10 100°C B Tedenue 6 4, mocie vero ee HanuBaiu B H,O
(25 mun) m sxerparupoBamu EtOAc (2x90 mur). O0bennHEHHBIE OpTraHWYECKHUE CJIOM MPOMBIBATH PACCOJIOM, BBI-
cymuBanu Haj 6e3BoaHbIM Na,SO,4, GUIBTPOBAIHM U KOHIIEHTPUPOBAIM B BaKyyMe € TIOTYYEHHEM CHIPOTO IPO-
JyKTa, KOTOPBIN 3aTeM OuHuINand npernaparuBHoit BOXKX ¢ momyueHneM coeiMHEHHS, YKa3aHHOTO B 3ar'0JIOBKE
(8,7 mr, 9,9%), B BUze xxenToro TBepaoro Bemecrsa. MC: 353,1 (M+H+).

IIpumep 246.  5-[5-(6-Xnop-1-okco-3,4-nuruapo-1H-n3oxuHomus-2-wn)nupuaus-3-un)-1-metun- 1 H-
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npa3on-4-KapOOHUTPHIT

Cl

CoenuHeHNE, YKa3aHHOE B 3ar0JIOBKE, OBUIO MOJYYEHO IO aHAJOTHU C METOAOM, ONMCAHHBIM JUIS MOJIy4e-
HUs npuMepa 245, ncrions3ys 1-merun-1H-nmpazoin-4-kapOOHUTPUI B Ka4eCTBE UCXOIHOTO BEIECTBA.
IMpumep 247. N-[5-(6-Xn0p-1-0kco-3,4-murunpo- 1 H-u30XxnHONMMH-2-11) IMpUARH-3 -1 | U300y THpaM UL

cl
\E:Q“\ETN\[H\
o} | pZ o
N
K pactBopy 2-(5-amuHOTIMpUIUH-3-111)-6-XJ10p-3,4-muruapo-2H-n3oxuronun-1-ona (27,3 mr, 0,1 MMOIIb,
npumep 15) B cyxom IM® (2 mur) mobasmnsumn ipu 0°C NaH (3,0 mr, 0,12 mMmons). PeakinonHo# cMecH gaBaim
MepeMeInBaThCA TP KOMHATHON TeMIIepaType B T€UCHHE 5 MUH, ITOCIE Yer0 B PEaKIHOHHYIO CMECh T00aBIIs-
11 uzo0ytupuixiopun (12,7 mr, 0,12 MMob). PeakmmoHHyI0 cCMECh TIepeMENTUBAIH TOTIOJHUTEIHLHO B TEUCHHE
1 4, a 3aTeM HaJIMBAJIH B JEMHYIO Boay u dkcTparupoBanu EtOAc (2x5 mir). OpraHudeckuii cioil BRICYIINBAIH
Haj 6e3BomHbIM Na,SO,4, GUIBTPOBAIHN H KOHIICHTPUPOBAIH B BaKyyMe C TIOJYYEHHEM CBIPOTO TIPOIYKTa, KOTO-
pBIid 3aTeM ouwnmany TpenapatuBHO BOXKX ¢ monmydeHneM coequHEHHs, YKa3aHHOTO B 3arojioBke (8,1 wr,

24%), B Buze Gemnoro Teepaoro Bemecta. MC: 344,1 (M+H").
Ipumep 248. uknonpomaHkapOOHOBOW KHCIOTHI [S5-(6-x10p-1-0kco-3,4-nuruapo-1H-u3oxuHoNMnH-2-

WUT) TP IAH-3 1T | aMU 1T
cl
m\l \(j/ N \[(A
(¢] / [e]
N

Io aHamoruu ¢ METOIOM, OMTUCAHHBIM JJIS TOIYYCHUS npuMepa 247, coeNMHEHUE, YKa3aHHOE B 3aTOJIOBKE,
CUHTE3UPOBAIIH, UCTIONB3Ys [UKIOMPONaHKaPOOHOBOHW KUCIOTHI XJIOPH/] B KAYECTBE COOTBETCTBYIOIIETO UCXO/I-
Horo Bemectsa. MC: 342,1 (M+H").

[Ipumep 249. N-[5-(6-Xop-1-okco-3,4-muruapo- 1 H-n3oxuHomuH-2-un ) mupuauH-3-1i |-4-pTopoeH3amMu

cl F
\©;‘j“ | N N\n/©/
o > o
N

ITo aHayOTMK ¢ METOJIOM, OTIMCAHHBIM JJIS TOJYyYeHUsI mpuMepa 247, coeIMHEeHNe, YKa3aHHOE B 3ar0JIOBKE,
CHHTE3UPOBAJIH, UCTIOB3YS 4-()TOp-0CH30MIXIIOPH] B KA4E€CTBE COOTBETCTBYIOIIETO UCXOAHOTO BemecTBa. MC:
396,1 (M+H").

IIpumep 250. 1-[5-(6-Xmop-1-o0kco-3,4-guruapo-1 H-u30XuHOIMH-2 -1 ) ITAPUARH-3 -1 |-3-IIUKJIOT €KCHIT-
MOYEBHHA

cl
N N N
X
|CO P
0] = 0
N
2-(5-AMmuHOTIUPHUIWH-3-1T)-6-XI10p-3,4-murunpo-2H-u3oxuHonus-1-ou (27,3 mr, 0,1 MMoub, pumep 17)
00aBISIIM K pacTBOPY M3omMaHaTo-nukiorekcana (12,5 mr, 0,1 mmoins) B JIXM (2 mn). PeaknmmonHyro cMmech
nepemermuBany npu KT B Tedenue 2 4. [Tocie BeIapuBaHUs PacTBOPUTENS IPH MMOHMKCHHOM JIABJICHUH IOITY-
YUJIA CBHIPOH MPOIYKT, KOTOPBIA ouMIaimy npenapatuBHoi BOXKX ¢ mosrydeHneM coeamHEHUs, YKa3aHHOTO B

3aroyioBKe, B Buje 6esoro TBepaoro Bemectsa (8,0 mr, 20%). MC: 399,2 (M+H").
Mpumep 251. 1-[5-(6-Xmop-1-okco-3,4-quruapo- 1 H-m3oxunonuH-2-wn)nupuus-3-mi|-3-(3-tpudropme-

THII(EHNIT)MOUEBHHA
cl
F
N N. H
AN \[r F
| F
o] = (e]
N

[To aHayOTUM ¢ METOJIOM, OTIMCAHHBIM JJIs TONydeHusl npumepa 250, coeiMHeHIe, yKa3aHHOE B 3ar0JIOBKE,
CHHTE3UPOBAJIN, UCTIONB3YS |-m301HaHaTO-3-TpUPTOPMETIII-OCH30JT B KAYECTBE COOTBETCTBYIOIIETO UCXOIHOTO
+
BemectBa. MC: 461,3 (M+H").
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[Mpumep 252. 6-Xnop-2-(5-ruapokcunupuant-3-mn)-3,4-quruapo-2H-n3oxunonun-1-on

Cl
N OH
7@? ~
o] =
N

6-X70p-2-(5-meTokcurmupuana-3-un)-3,4-muruapo-2H-m3oxunonun-1-on (1,44 1, 5 mmons, npumep 10)
pactBopsuH B BogHOM pactBope HBr (48%, 20 mi). PeakunoHHyI0 cMech HarpeBalId 0 TEMIIEpaTyphl 00pazo-
BaHMs (DJIETMbI ¥ IepeMeIInBaiy B TeueHne Houd. [locine oxmaxkaeHns: 10 KOMHATHOW TeMIIepaTypbl CMeCh OcC-
TOPOKHO HEHUTPATM30BaIM HACHIICHHBIM BOAHBIM pacTBopoM NaHCO; u skctparupoBamu EtOAc (2x25 mm).
Opranuyeckuii cioi BeICyIIMBanu Haj 06e3BoxHbIM Na,SOy4, GMIBTPOBAIN W KOHLIEHTPHPOBAIM B BaKyyMe C
nonydeHureM chiporo npozaykta (1,02 T, 74%) B Bune KopuuHeBoro Macia. MC: 275,1 (M+H").

[Mpumep 253. 2-[5-(6-Xnop-1-o0kco-3,4-quruapo-1 H-n30XuHOIMH-2 -1IT) TUPU TN H-3 -UIIOKCH | alle TaM U

Cl
o
N o\)J\
\©;; | X NH,
o =
N

[A] [5-(6-Xmop-1-0kco-3,4-muruapo-1 H-u30XUHOMMH-2 -1 ) TUPUIUH-3-HIOKCH | YKCYCHOW KHCIIOTHI TPET-

OyTHIIOBBIH 3dup
Cl o
m \(j/ O\)J\ ojﬁ
0] pZ
N

NaH (38 mr, 1,5 MMoIb) 100aBIsUIH K pacTBOPY 6-XJI0p-2-(5-THAPOKCUTTUPHINH-3-11)-3,4-muruapo-2H-
M30XHHONHH-1-0Ha (288 mr, 1,0 MMois, mpumep 252) B cyxom IM® (5 mur) npu 0°C. ITocie mepeMenmBaHus
npu KT B Teuenune 10 MuH m00aBisuim OpOMYKCYCHOW KHCIOTHI TpeT-0yTuioBsii a3¢up (234 mr, 1,2 MMoIb), U
peakoHHyIo cMech nepementrBaiy npu KT B Tedenne 1 4, mocie 4ero ee HaNWBAIH B JICISHYIO BOAY U KCT-
parupoBaimn EtOAc (2x10 mi). OObeauHEHHBIE OpPraHWYecKHe CJIOM BBICYIIMBANW Haj 0e3BogHBIM Na,SOy,
(uIbTpOBaNN M KOHIEHTPHUPOBAIN B BaKyyMe C TOIy9eHHEM ChIporo mpoaykra (320 mr, 82%) B BUIE TBEpAOTrO
Bemectsa MC: 389,8 (M+H").

[B] [5-(6-Xnop-1-0kco-3,4-nuruapo- 1 H-n30XuHOMNH-2-UT) TUPUANH-3-MIOKCH | yKCYCHAs KUCI0Ta

Cl
0
m\@O\)LO
O | ~
N
Tpudtopykcycnyro kucinotry (3 wi) mobaBmsiii K pactBopy  S-(6-xiyop-1-okco-3,4-muruapo-1H-
M30XHHOJIMH-2-HJ ) TAPUIWH-3 -HIIOKCH | YKCYCHOU KHUCITIOTHI TpeT-OyTrioBoro s¢upa (388 mr, 1 mmons) B JIXM
(5 M), u peakoHHYI0 cMech niepementrBainy npu KT B Teuerne 2 4, mocie 4ero ee HaJIWBaJId B BOXY M DKCT-
parupoBamn EtOAc (2x10 mu). Oprannyeckue ciion BhICYIIMBany Hall Oe3BogHbIM Na,SOy4, GuabTpoBaN 1
KOHIIGHTPHPOBAJIX B BaKyyMe C HOJy4eHHeM chIporo nmpoaykTa (320 mr, 96%) B Buae TBepAoro Bemectsa MC:

333,1 (M+H").
[C] 2-[5-(6-Xmop-1-0kco-3,4-nuruapo- 1 H-u30XuHOIWH-2 -WIT) TAPUIAH-3 -UITOKCH |alle TAMHT

Cl
o}
0 Pz
N

HATU (38 wr, 0,1 mmoms), EtsN (10,1 mr, 0,1 Mmmons) u ammuak (1,6 M B 1,4-muokcane, 125 mxi, 0,2
MMOJIb)  nMo0aBmsum B pacTBop [5-(6-x10p-1-0Kc0-3,4-murnnpo- 1 H-n30XuHOIMH-2 -1 ) TUpUANH-3 -
WIOKCH|yKcycHOH kucnoThl (33,2 mr, 0,1 mmonbe) B IM® (2 mun). Peakonnyro cMech nepememmmsany mpu KT
B T€UEHUE HOYM, MOCTIE Uero ee HaluBalu B Boay U 3kcTparupoBanu EtOAc (2x5 mi). Opranudeckue ciou BbI-
cymuBanu Haj 6e3BoaHBIM Na,SO,4, GUIBTPOBAIHM U KOHIIEHTPUPOBAIM B BaKyyMe € TIOTYYEHHEM CHIPOTO IPO-
JIyKTa, KOTOPBIA ounmany npenaparuBaoi BOXXX ¢ monmydenwem coenuHeHMsI, yKazaHHOTO B 3aroyioBke (5,4
MT, 16%), B BHzie Geroro TBepmoro BemecTsa. MC: 332,1 (M+H).
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Mpumep 254. 2-[5-(6-Xnop-1-okco-3,4-murnapo-1H-n30XuHOIMH-2-WT)IUPUINH-3-HIO0KCH | -N-METHII-

aneraMu
Cl
CQN ~
(0} Pz
N

[To anamoruu ¢ METOAOM, ONMMCAHHBIM I moydeHus npumepa 253[C], coenuHeHue, yka3aHHOE B 3aro-
JIOBKE, CHHTE3UpPOBANIM, UCIONb3ys METUIaMUH B KayeCTBE COOTBETCTBYIOILErO HMCXOAHOro BemiectBa. MC:
346,2 (M+H").

IMpumep 255. [5-(6-Xnop-1-okco-3,4-nurnapo-1H-n30XMHOIMH-2-1T)TUPUINH-3 -HIOKCU | yKCYCHOH  KH-

CJIOTBI METHJIOBBIN 3(hup

[To aHanmoruu ¢ METOIOM, OMTUCAHHBIM JIJIS nonyquI/m npumepa 253[A], coequHeHNe, YKa3aHHOE B 3aro-
JIOBKE, CUHTE3UPOBAIIN, HCHOJIB3YsI OPOMYKCYCHOW KHCIIOTHI METHIIOBBINM 3(pUp B Ka4eCTBE COOTBETCTBYIOIIETO
ncxoHoro Bemectea. MC: 347,1 (M+H™).

[Tpumep 256. 2-[5-(6-Xnop-1-okco-3,4-nuruapo- 1 H-u30XuHOIMH-2 -1 TUpUANH-3 -HIToKcH |-N,N-

OUMETHUI-aLleTaMUT
cl
m\“\/ﬁ/o
o) b
N

ITo ananmoruu ¢ MeTOAOM, ONMUCAHHBIM Ui moydeHus npumepa 253[C], coenuHeHue, yka3aHHOE B 3aro-
JIOBKE, CHHTE3WPOBAJIN, UCTIONB3Ysl TUMETHIIAMHH B Ka4eCTBE COOTBETCTBYIOIIETO MCXOMHOTO BemiecTBa. MC:
360,1 (M+H).

IIpumep 257. 6-Xmop-2-(5-heHnIaMIHOMETHIITUPUANH-3-10)-3,4-nuruapo-2H-u3zoxuHonuH- 1 -on

CI\CQ;\‘\“\/ND/\N/C

NaBH(OAc); (84 mr, 0,4 MMoIb) 100aBIIsUTH K pacTBopy S-(6-xiop-1-okco-3,4-nuruapo-1H-n3oxunoauH-
2-un)nupuanH-3-kapoanpaeruna (28,6 mr, 0,1 mmoins, npumep 9) n anwnmmaa (9,3 Mr 0,1 mmons) B MeOH (3
MJI), ¥ TIOJIyYEHHYIO B PE3yJIbTaTe PEAaKINOHHYIO cMech nepememnsay mpu KT B TeueHne Houn, mocie 4ero ee
HaJIMBaJM B JIEASHYIO0 BoAy M dkcTparupoBain EtOAc (2x10 mi). Opranndeckue CiIoW BHICYIIMBANIW Haj Oe3-
BOIHBIM Na,SO4, GmIbTpoBanM W KOHLEHTPUPOBAIH B BAKYYME C IOJyYEHHEM CBIPOTO MPOIYKTa, KOTOPBIA
ounmmanu npenapatusaoii BOXXX ¢ momyueHneM coeanHeHMs, yKa3aHHOTO B 3aronoBke (7,2 mr, 20%), B Buzae
Genoro TBeporo Bemecta. MC: 364,2 (M+H").

[TpuBeneHHBIE HUXKE COEAWHEHUS], MEPEUUCICHHBIC B Ta0OM. 7, OBIIM MOIYYCHBI 10 aHAJIOTUH C METOJOM,
OIKCAHHBIM JUIA NOIy4YeHus npumepa 257, HCHOAb3ys COOTBETCTBYIOLINE UCXOIHBIC BEILIECTBA.
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Tabnuma 7
> HassaHnwe/CTpykTypa coeanHeHns
s McxopHble BellecTBa
2 MC (M+H)*
C
6-Xnop-2-{5-[(4-dTop-dheHnnammHo)-
MeTun]-nupnamnn-3-un}-3,4-aurngpo-2H-
N30OXMHOMMUH-1-0H 5-(6-Xnop-1-okco-3,4-
aurnapo-1H-
o cl F | U3OXUHOMNWH-2-1n)-
Y nupuanH-3-
N N N kapbanbaerva
\@/\H (npumep 9) n 4-pTop-
0 NG hbeHunammH
382,2
B-Xnop-2-{5-[(3-¢dTop-peHnnammHo)-
MeTUN]-Nnpuank-3-unt-3,4-gurnapo-2H-
N30XMHOMMWH-1-OH 5-(6-Xnop-1-0kco-3,4-
v aurnapo-1H-
ol WN3OXUHOMWNH-2-11)-
D
Py NUPUANH-3-
N kapbanbaervua
f = ” (npumep 9) n 3-bTop-
o) P heHnnammH
N
382,2
6-Xnop-2-{5-[(4-xnop-peHnnamumHo)-
MeTun]-nupunamnn-3-un}-3,4-aurngpo-2H-
U3OXUHOSUH-1-OH 5-(6-Xnop-1-okco-3,4-
avrugpo-1H-
° cl € M3oXMHONMMH-2-1rT)-
© nupuanH-3-
N N
= N kapbanbaerug
o \(j/\” (npumep 9) n 4-xnop-
P
N dheHnnammH
398,2
6-Xnop-2-{5-[(3-xnop-peHnnamumHo)-
MeTun]-nupuaunk-3-un-3,4-gurnapo-2H-
U30XVMHOMUH-1-0H 5-(6-Xrop-1-0kco-3,4-
o] avrngpo-1H-
- |la WN3OXVHOMWH-2-1n)-
© NUPUANH-3-
N
N kapbanbaervua
= N (npumep 9) n 3-xnop-
o | / H dheHnnammH
N
398,2
6-Xnop-2-{5-[(1H-nnpaszon-3-unammnHo)-
MeTUN]-NMpuanH-3-un}-3,4-auruapo-2H- | - 4 ag
N30XWHOMWH-1-0H 5-(8-Xnop-1-okco-3,4
aurngpo-1H-
~ ¢l N—NH | usoxvHonuH-2-mn)-
9 u | p NMpNAUH-3-
x N kapbanbaerua
\O/\H (npumep 9) wn  1H-
o N/ nvpason-3-unamuH
354,2

IIpumep 263. 6-Xnop-2-[5-(2-MopdonmH-4-1IT-2-0KCOITHN ) TUPUANH-3 -1 | -3 ,4-auruapo-2H-n30XuHOIMH-

1-oH
cl

[A] (5-bpommupuanH-3-1)yKCYCHOM KHCIOTHI METHIIOBBIN dhUp

Br. SN O\

7 (o]
N

K pactBOpy (5-OpomMmupuuH-3-11)yKCyCHON KUCIOTH (4,2 T, 20 MMoJb) B MeTaHoe (50 Mi1) MeIJIeHHO
nobaBnsi THOHWIXJIOpH (4,4 M, 60 mmouts) mipu 0°C. Tlocne nqo6aBieHHs peaKIMOHHYIO CMECH TTOIOTPEBAIH
W HarpeBaJH J0 TeMIIEpaTypel 00pa3oBaHus ¢uierMbl B TedeHue 2 4. [lociie oxnaxaeHust 00paTHO 1O KOMHATHOU
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TEeMITepaTyphl PEaKIMOHHYIO CMECh KOHIEHTPHPOBAJIM B BaKyyMe, H OCTaTOK IIOBTOpHO pacTtBopsuii B EtOAc
(250 M) n npomeiBain BogHbM pactBopoM NaHCO; u paccosoMm. OpraHu4eckuil cioil BBICYIIMBAIM HAN
Na,SO4, pUIBTpOBAI U KOHIICHTPUPOBAJIHM B BAKYYME C MOJyUYEHHUEM CBIPOTO MPOAYKTa (4,6 T, KOJIMISCTBEHHO)
B BUJIE CBETJIO-XKENTOro TBeporo Bemecta. MC: 230,1 n 232,0 (M+H").

[B] [5-(6-Xm0p-1-0kco-3,4-murunpo- | H-n30XuHOIMH-2 -1 TUpUIIH-3-1I1 |yKCYCHAsT KHCI0Ta

Cl
N o}
CQD
¢} Z ¢}
N

(5-bpomnupuarH-3-11)yKCyCHOH KUCIOTHI MEeTHIIOBBIH 3¢up (230 mr, 1,0 MMoins), 6-x110p-3,4-1Uruapo-
2H-m3o0xnHONMMH-1-0H (npomexyToynoe coeaunenne A-2) (182 wmr, 1,0 mmons), Cul (40 mr, 0,21 mMMoib),
Cs,CO; (650 mr, 2,0 mmois) u (+)-(1S,15)-1,2-muamunonukmorekcan (0,1 mur, 0,8 MMOJIB) pacTBOPSUTH B THOK-
cane (4,0 M), ¥ TIOy4EHHYIO B PE3yJIbTaTe PEaKIMOHHYI0 cMech HarpeBayn nipu 150°C B TedeHue 2 4, mocie
yero ee HanuBaim B HyO (20 mir) n sxctparupoBanu EtOAc (2x100 mir). OObeqMHEHHBIH OpraHuyecKuid coi
MIPOMBIBAJIA PacCOJIOM, BBICYIINBAIHN HaJ 0e3BOIHBIM Na,SO,, GUIBTPOBAIN M KOHIIEHTPUPOBAIHA B BaKyyMe C
TIOTydeHHeM CHIPOTo TipoaykTa (230 Mmr, 72,5%) B BUIE CBETIO-KoprdHeBoro macaa. MC: 317,1 (M+H).

[C] 6-Ximop-2-[5-(2-MopdonmH-4-1T-2-0KCOI T TUPHUINH-3 -1 |-3,4-murunpo-2 H-u30xuHoauH- 1 -oH

Cl K\O
N N\)
o) = o
N

[5-(6-Xnop-1-oxco-3,4-nuruapo-1 H-u30XuHOAMH-2- W) IUPUANH-3-UI]yKCycHYyI0 kucnoty (50 wmr, 0,16
mmods), HATU (122 wmr, 0,32 mmons), Et;N (64 mr, 0,64 Mmois) u Mopdomua (56 mr, 0,64 MMOJIB) pacTBOpsUIIA
B JIXM (4,0 Mi1), ¥ TIOJTy4EHHYIO B pe3yJIbTaTe PEeakIMOHHYIO CMECh MepeMEIINBaId IPH KOMHATHOW TeMIiepa-
Type B TeueHue Houd. [locne BemmapuBanusa JJXM octaTok noBTopHO pacTBopsiiu B EtOAc u npomsiBanu pac-
cosioM. OpraHnueckuid cioi BhICYIIMBanM Hajx 0e3BogHBIM Na,SO,, GuiIbTpoBaIM M KOHIEHTPHPOBAIM B Ba-
KyyMe C MOJy4eHHEM CBIPOTO MPOJYKTa, KOTOPHI 3aTeM o4MIIain npenapatuBHoid BOXKX ¢ nomyyennem co-
eZIMHEHN, YKa3aHHOTO B 3arojoBke (8,5 Mmr, 13,9%), B BHAe cBeTno-kenToro Macia. MC: 386,1 (M+H").

[Tpumep 264. 2-[5-(6-Xnop-1-okco-3,4-murunpo- | H-n3oxuHoiH-2 -1 mupu -3 -1 |-N-(2-

TUAPOKCUAITHII )alle TaMHU]]
N N
| RN ~"0H
7 o
N

CoenuHeHne, yka3aHHOE B 3ar0JIOBKE, CHHTE3UPOBAJIU MO aHAJOTHU C METOJOM, OMHCAaHHBIM JUIS MOJIy4e-
Hus 1mpumepa  263[C], wucmoms3ys  [5-(6-xiop-1-okco-3,4-nmuruapo-1H-u30XuHOIMH-2-WT)IHpUIUH-3-
HIT]YKCYCHYIO KHCJIOTY M 2-aMHHO-3TaHOJI B KauecTBe HCXOHOTo BemecTBa. MC: 360,1 (M+H").

[Ipumep 265. 6-Ximop-2-[5-(1-MeTHIaMHUHOITHI ) TUPUANH-3 -1 -3 ,4-auruapo-2H-u30xuHonuH- 1 -oH

e

[A] 1-(5-bpommupuarH-3-11)3TaHOIT

Cl

Br
Xy oH

| -
N
Metunmaraus 6pomua (1 M B TI'®D, 12 mm, 12 MMoib) A00aBsUM IO KaljisiM K pacTBOpY S-
OpommupuauH-3-kapbansaeruaa (1,85, 10 mmons) B cyxom TT'® (20 M) mpu -78°C. TlonydeHHYIO B pe3yibTa-
Te cMech MeIJIeHHO mozorpeBany 10 0°C B TeueHHe 2-4acOBOTO MEPHOA, a 3aTE€M T'aCHIIM BOJHBIM HACHIINICH-
HbeIM pactBopoM NH,CI. ITocne skcrpakium JIXM opraHuueckuil ci10i IPOMBIBAIN PAacCOJIOM, BBICYIIUBAIIH
HaJ 6e3BoaHBIM Na,SOy4, pruinbTpoBaIM M KOHIEHTPHPOBAIN B BaKyyMe C ITOJIydeHHEM COSANHEHUS, YKa3aHHOTO
B 3aTOJIOBKE, B BHJE chiporo mpoaykTa (1,9 T, 98%).
[B] 3-Bpom-5-(1-xmopaTum)nupuaux
Br N ol
| -
N
K pactBopy 1-(5-6pommmpuann-3-nn)aranona (201 mr, 1 mmons) B JIXM (10 mir) no6aBisum 1Mo Karuisim
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tuoHmxyopua (200 mki). [TomydeHHYIO B pe3yibTaTe PeaKIMOHHYIO CMECh HArpeBaliu 0 00pa3oBaHus (ier-
MBI B TCUCHHE 3 U, OCJIC YEro PACTBOPUTEIh YIAISUIH B BAKYYME C IMOyYECHUEM CBIPOTO TIPOIYKTa B BUAE OEI0-
rO TBEPJOrO BEUIECTBA. DTOT MPOJAYKT MCIOJB30BaIM HETMIOCPEICTBEHHO Ha CICAYIOIEeH cTaaun 0e3 JOTOIHH-
TEJIbHON OUUCTKHU.

[C] [1-(5-BpomMmupuauH-3-¥I1)3THI |METHIAMAH

Br N e
| ~
N
K pactBopy 3-6pom-5-(1-xmopatun)mupuanHa (221 mr, 1 Mmmous) B JIM® (10 M) moGaBinsiim MeTHIaMUHA
ruapoxiopun (134 mr, 2 mmonb) 1 K,CO3 (572 Mr, 4 MMoib). [TosrydeHHYIO B pe3ynbTaTe peakIMOHHYIO0 CMECh
HarpeBaigu 10 oOpa3oBaHus (ierMel B TeueHue 3 4, mocie dero ee racwmm H,O. TTocne skcrpaknuu JIXM, op-
TaHUYECKHH CIIOH BRICYmMBaIH Haa 6e3BoaubM Na,SO,4, GUIbTpoBamM U KOHIIEHTPHPOBAIN € TIOTYISHHEM CO-
eAWHEHNs, YKa3aHHOTO B 3arOJIOBKE, B BHJAE CHIPOTO NMPOAYKTa, KOTOPHIH HCIOJIH30BATIM HEIOCPEICTBEHHO B
CIeyIoNIer cTaauu 0e3 JOTMOJTHUTEIPHONW OUYNCTKH.
[D] 6-Xnop-2-[5-(1-MeTrunaMuHOA T ) IUPUANH-3-11]-3,4-muruapo-2H-u30XuHoauH- 1 -oH
cl

Ir=z

I=

o} Pz
N

6-Xnop-3,4-murnapo-2H-n3oxuHonuH-1-oH (mpomexxyTounoe coeanHenue A-2) (36 mr, 0,2 mmons), [1-(5-
OpomMTUpHUIUH-3-11)3THI [MeTHiIaMuH (85,6 mr, 0,4 mmons), Cul (3,8 mr, 0,02 MMous), (1S,2S)-mknorekcan-
1,2-nmuamun (4,5 mr, 0,04 mmois) u Cs,CO; (130 mr, 0,4 Mmmons) pactBopsuid B 1,4-muokcane (5 mi). Peakuu-
OHHYIO CMEChH IOJBEPTaii MHUKPOBOJHOBOW peakmuu npu 150°C B TedeHue 2,5 4, mocie 4ero ee HaJUBAIH B
H,0 (15 mi) u skerparupoBanu EtOAc (2x10 mur). Opranudeckuii coii MpOMBIBaIM PaccoioM, BBICYIINBAIIN
Haz 6e3BomHbIM Na,SO,4, GUIBTPOBAIHN H KOHIICHTPUPOBAIH B BAKyyMe C TIOJYyYEHHEM CBIPOTO TIPOAYKTa, KOTO-
pBIi ounmany npenapatuBHOH BOXKX ¢ momydeHneMm coeinHEHHA, yKa3aHHOTO B 3aroioBke (15 mr, 26%), B
Buje Gesoro Teeporo Bemecta. MC: 316,2 (M+H").

[Mpumep 266. 6-Xnop-2-[5-(1-quMeTHIAMUHOITHI ) TUpUANH-3 -1 ] -3,4-nuruapo-2H-n3oxuHonuH- 1 -oH

cl
CQN P
0 p |
N
ITo anamornm ¢ MeTomamMu, ONMCAHHBIMH IS TIOyYEHHUS IpuMepa 265, coequHeHNe, yKa3aHHOEe B 3aro-
JIOBKE, CHHTE3UPOBAIH, UCTONB3ys nuMmeTmwiaMuH (ctaaus C) u [1-(5-OpoMmupuainH-3-1i1)3THI | TMMETHIaMHAH

(ctammst D) B KauecTBe COOTBETCTBYIONIMX HCXOMHBIX Bemects. MC: 330,2 (M+H").
[Tpumep 267. 6-Xm0p-2-[5-(1-metun-1H-umuaazon-2-kapooHwn) mupuant-3-wi|-3,4-muruapo-2H-

HM30XMHOJIMH-1-0H
cl
o)
N
WN
ruoJ o
N /

[A] (5-bpommupuaus-3-1m)-(1-MeTri- 1 H-umunazon-2-mi)MeTaHoT
OH
/
Br N

W

Ipu -78°C mox 3amutoit N, n-BuLi (0,16 M, 1,6 M, 1,0 MmMonbp) mobasisuiu k pactBopy 1-metwi-1H-
nmuznazona (82 mr, 1,0 mmons) B TT'® (10 min), n peakumoHHyI0 cMech nepeMernBany mpu -78°C B Teuenue 0,5
Y; 3aTeM K OIMCAaHHOMY BBIIIE PacTBOPY N00aBIsUH S-OpoMnupuanH-3-kapoansaeruy (186 mr, 1,0 Mmons), n
nepeMelMBaHue npoaoikaiu npu -78°C JOMOMHUTENBHO B TedeHue 2 4. PeakiMoHHYI0 cMech HajluBajid B BO-
ny (5,0 mu) u akerparupoBanu EtOAc (2x50 mur). OpraHndeckuit cioi BRICYIUBaiyM HaJ 0e3BOIHBIM Na,SOy,
(UIBTPOBAIN M KOHIIEHTPHPOBAIN B BaKyyMe C TOJIydeHHEeM cbIporo npoaykra (210 mr, 78,4%) B Buze 6exoro
TBepaoro BemecTsa. MC: 268,1 m 270,1 (M+H").

[B] 6-Ximop-2-[5-(1-meTmn-1 H-umunazon-2-kapOorun ) mupuanH-3-wui |-3,4-quruapo-2H-uzoxuHonnH- 1 -oH

Cl
@Q i
N SN /N
N /
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(5-bpomnupuaun-3-nn)-(1-metmn-1H-umunazon-2-un)meranon (150 mr, 0,56 wmmons), 6-x110p-3,4-
muruapo-2H-m3oxunonud-1-01 (90 mr, 0,49 mmons) (mpomexyrounoe coeaumHenune A-2), Cul (30 wmr, 0,16
MMoutb), Cs,CO3 (330 mr, 1,0 mmons) u (+)-(1S,1S5)-1,2-muamunonukinorekcan (0,08 M, 0,64 MMOIB) pacTBO-
psimua B quokcane (4,0 mun). [ToydeHHyo B pe3yibTare cMech HarpeBaiu npu 150°C B Tedenue 2 4, 1mMocie 4ero
ee HaymBaim B H,O (50 mun) u axcrparupoBam EtOAc (2x75 mir). OpraHuyeckuid CJIoi MpOMBIBAII PaccoiioM,
BBICYIIMBAIH Haja 0e3BOMHBIM Na,SO,4, GUIBTpOBANIM M KOHIEHTPHPOBAIM B BaKyyMe C TMOJYYEHHUEM CHIPOTO
MPOYKTa, KOTOPBIH 3aTeM ouuInany npemnapaTuBHoii BOXX ¢ momyueHnemM coemnHeHUs, yKa3aHHOTO B 3aro-
noBKke (4,5 mr, 2,5%) B BUIE cBeTIO-kenToro Macna. MC: 367,1 (M+H").

Ipumep 268. 6-Xiop-2-[5-(4-metun-4H-[1,2,4]tpuazon-3-unmeTwn) mupuau-3-mi|-3,4-muruapo-2H-
W30XUHOJIHH- | -OH

N

/\N

[A] [5-(6-Xnop-1-okco-3,4-quruapo-1 H—I/I30XI/IHOJ'II/IH-2 —I/IJ'I)I'II/IpI/I,HI/IH-3 -WI|yKCYCHOM KHUCIIOTBl METHJIO-

BBII 3¢hup
cl
\Cg;“ § o
o | = o
N

K pactBopy [5-(6-x510p-1-0KC0-3,4-murunpo-1 H-n30XuHOMMH-2 -1 ) TUPUITH-3 -1 |[yKCYCHOM  KHCIIOTBI
(mpumep 263[B]) (217 mr, 0,68 MMoib) B MeTaHoIIe (25 MiT) MeuieHHO 100aBisuti TnoHmxiIopua (0,44 ma, 6,0
mmonb) ipu 0°C. Tlocne nobaBneHns peakMOHHYIO cMech nojorpesany U Harpesaiau npu 80°C B TeueHue 2 4.
[Mocne oxyaxkaeHUs: 0OpaTHO 10 KOMHATHOM TEMIIEpaTypbl €€ KOHIIEHTPUPOBAIIM B BAaKyyMe, U OCTaTOK pacTBO-
psinu B EtOAc (150 M) 1 npoMbIBany HackIeHHBIM BOAHBIM pacTBopoM NaHCOj3, a 3aTeM paccosniom. Opranu-
YyecKuil cioii BeIcymuBany Hajx 6e3B0HBIM Na,SO,, GUIBTPOBAIN U KOHIEHTPUPOBAIH B BAKYYME C MOIYyUCHH-
€M CHIPOTO MpOAYKTa (224 M, KOJMYECTBEHHO) B BUJIE CBETIO-KopHuHeBoro macia. MC: 331,1 (M+H").

[B] [5-(6-Xmop-1-0kco-3,4-murunpo- | H-n30XuHOIMH-2 -1 TUPUTAH-3 1T |yKCYCHOM KUCIIOTHI THIPa3n

[5-(6-Xmop-1-okco-3,4-qurnuapo-1 H-uzoxuuonmH-2- I/IJI)HI/IpI/I,Z[I/IH 3-MI]yKCYCHOM  KHCJIOTHI METHJIOBBII
3¢up (100 mr, 0,30 Mmmons) U MoHOTHApAT TuapazuHa (0,75 M) pactBopsu B ataHoie (8,0 M), M peaKIuoH-
HyI0 cMech HarpeBasd mpu 90°C B TedeHHe 3 4, MOCIE YeT0 €€ OXJIaXJalu M KOHIICHTPHUPOBAIH B BaKyyMe C
TIOJTyYeHHEM CHIPOTo Tpoxykra (100 MT, KONHYECTBEHHO) B BHAE CBETIO-KenToro Macia. MC: 331,1 (M+H").

[C] 6-Xmop-2-[5-(4-meTun-4H-[1,2,4]Tprazon-3-wimMeTmn) mupuIuH-3-mi|-3,4-muruapo-2 H-n30X uHOTiH-

1-oH
T
/

B repmermunoii mpobupke Ha 5 M [S-(6-xiop- 1 -OKCO- 3,4 TUTHIPO- | H-N30XMHOIMH-2 -1 ) TUpUIH-3 -
mi|ykcycHor kucioTel ruapasun (100 mr, 0,30 Mmmoins) u Tpumetunoptodopmuar (0,07 M) pacTBOPSUIA B M-
okcane (0,8 mur) m HarpeBanu npu 100°C B Tedenue 2 4. [Tocie oxmakaeHus] 10 KOMHATHOW TeMIEpaTyphl J0-
6aBistmn MetwiamuH (1,0 mi, 2,0 M B TT'®), yxcycnyro kucnoty (0,03 M) n auokcan (2,0 mi). [Ipobupky no-
BTOPHO T€pMETUYHO 3aKpbiBai U HarpeBaiu 10 130°C B Teuenue 2 4. PeakinoHHYI0 CMECh KOHLIEHTPHUPOBAIU
B BaKyyMe C MOJIyY€HHEM CBIPOTO MPOAYKTa, KOTOPBI 3aTeM ounmmany npenapatusHoil BOXXX ¢ momyuenuem
COeIMHEeHUs], YKa3aHHoro B 3aroyioBke (8,3 mr, 7,8%), B BUae cBeTiio-xkenroBatoro macia. MC: 354,1 (M+H+).

[Mpumep 269. 6-Xmnop-2-[5-(1-[1,2,3]rpuazon-2-nn-stun)nupuani-3-uin)-3,4-nguruapo-2H-n3oxuHonmH- 1 -

Cl
N
T o
0] pZ N=
N

OH
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[A] 2-[5-(1-BpoMaTrn)nupuaus-3-ui]-6-xyop-3,4-auruapo-2H-n3o0xuHonuH- 1 -oH
Cl

O 7

PBr; (541 wmr, 2 MMoJIb) T00ABIISIIM 110 KaIUISIM B pacTBOp 6-Xi10op-2-[5-(1-ruapoKCcHa ThIN) IHpUANH-3-1IT]-
3,4-nurunpo-2H-n3oxunonuH-1-ona (mpumep 13) (302 mr, 1 mmons) B 5 mut JIXM npu 0°C. Peakuumonnyro
cmech nepememmBany npu KT B TedeHne 2 4, mocse 4ero ee HEHTPaIM30BaJId HACHIIICHHBIM BOJHBIM PacTBO-
pom NaHCO; u skctparupoBamu JIXM (10 mi, 2x). Opranndeckue cjou MPOMBIBAJIM PACCOJIOM, BBICYIITHBAIN
Haz 6e3BogHBIM Na,SO,, GUIBTPOBAIN M KOHIICHTPUPOBAIH B BAKYYME C MOJYYEHHUEM CBIPOTO MPOJYKTA B BHIE
Maciia, KOTOpOe HCIIOB30BAIH B CIIEeAyIONIel ctanuu 6e3 gonoixauTensHoi ounctku (380 mr, 100%). MC: 365,2
(M+H)".

[B] 6-Xumop-2-[5-(1-[1,2,3] TpHa3on -2-WIT-3TI)MUpUIUH-3 -1 -3 ,4-muruapo-2H-n3oxuHonuH- 1 -oH

ot

NaH (30 mr, 0,12 Mmmoib) nobasinsun k pactopy 2H-[1,2,3|tpuazona (8,3 mr, 0,12 Mmmons) B IM® (5 mi)
npu 0°C, ¥ MOJIyYeHHYIO B pe3y/IbTaTe PEaKIIMOHHYIO CMECh TepeMelnBaiy B TedeHue 10 MuH, mociie 4ero J0-
GaBisu 2-[5-(1-6pomatrn)mupuanH-3-un]-6-xm0p-3,4-muruapo-2H-u3oxunonuu-1-ou (36,5 mr, 0,1 MMoub).
TTocne momomauTenbHOTO TIepememmmBanus pu KT B Teuenue 1 4 cMech HaaWBaJIM B JEASHYIO BOAy (5 M) u
skcrparupoBain EtOAc (2x10 mi). OpraHuueckre cIou MPOMBIBAJIHM PaccoiOM, BHICYLIMBAIN HaJ OE3BOIHBIM
Na,SO,4, punsTpoBaIM M KOHIEHTPHPOBATIH B BaKyyMe C IOJYYEHHEM CBHIPOTO MPOAYKTa, KOTOPHI 3aTeM OYH-
manu npenapatuBHoi BOXKX ¢ monmydennem coennHeHns, yKa3aHHOTO B 3arojoBke (7,5 mr, 21%), B Buae Gemno-
ro TBepzoro Bemecta. MC: 354,2 (M+H").

[TpuBeneHHBIC HUXKE COEAWHEHUS, NEpeUUCICHHbIC B Ta0l. 8, OBIIM MONYYCHBI 10 aHAJOTHH C METOJIOM,
OIMCAaHHBIM IS TTOJIy4eHHs npuMepa 269, NCrob3yst COOTBETCTBYIOIINE UCXOIHBIE BENIECTRA.

Tabmuna 8
oy HassaHune/CTpykTypa coesnHeHus
= McxoaHble BelwecTsa
3 MC (M+H)*
C
6-Xnop-2-[5-(1-ummaason-1-un-atun)-
NUpUAWH-3-un]-3,4-4urnapo-2H-
WN30XUHOMNWH-1-0H
2-[5-(1-Bpom-atun)-nnupuanH-
cl 3-un]-6-xnop-3,4-aurnapo-
o
N 2H-N30XNHOMWH-1-0H
N S N\ | (pumep  269[A)  wn 1H-
| \\/N Mmuaason
o P ==
N
353,1
6-Xnop-2-[5-(1-nupason-1-nn-sTunn)-
nupuauH-3-un]-3,4-aurngpo-2H-
M30XMHOMNWUH-1-0H
cl 2-[5-(1-Bpom-aTnn)-nnpuanH-
- 3-nn]-6-xnop-3,4-gurnapo-
N N N 2H-N30XNUHONWH-1-0H
| = D (npumep  269[A]) wn  1H-
o / — nupason
N
353,1
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6-Xnop-2-{5-[1-(okcason-2-nnamMmmHo)-
3TUN]-MMpnanH-3-nn}-3,4-aurng po-
2H-N30XNHONWH-1-0H

2-[5-(1-Bpom-atnn)-nnupraut-

~ Cl N 3-un]-6-xnop-3,4-gurngpo-
N D 2H-M30XNHONWUH-1-0H
N “ N o (npumep 269[A]) n okcason-2-
| H unamuH
0 P
N
369,1
6-Xnop-2-[5-(1-[1,2,4]Tpnason-1-un-
3TUN)-NUPUAUH-3-un)-3,4-aurngpo-
2H-N30XMHONNH-1-0H 2-{5(1-BpOM-3TMR)-TUPHAYH-
- cl 3-un]-6-xnop-3,4-Aurnapo-
N 2H-130XNHONWUH-1-0H
\O;?N\@)\N/N\> (npumep  269[A)) u  1H-
1 | P EN [1,2,4]rpuason
N
354,2
6-Xnop-2-{5-[1-(2-okco-nupponuaunH-
1-un)-aTun]-NpuanH-3-un}-3,4-
o Anrngpo-2H-N30XMHOMNNH-1-0H 2-[5-(1-BPOM-3TUIM)-NPUANH-
< o | 3-un]-6-xnop-3,4-aurnapo-
N \Q;L \:g 2H-W30XUHOMMH-1-0H
S N (npumep 269[A]) n
5 | P NUPPONNLNH-2-OH
N
370,2
6-Xnop-2-{5-[1-(2-0kCo-OKCa30NNANH-
3-nn)-aTun]-nupnamH-3-un}-3,4-
Anrnapo-2H-n3oxXMHoONMH-1-oH 2.5-(1-Bpom-3TAn)-MprANH
o | © o | 3-un}-6-xnop-3,4-auruapo-
N J( 2H-U30XNHONWUH-1-0OH
N x NN (NMpvmep 269[A]) "
i | P \\/ OKCa30MnanH-2-0H
N
3721
N-{1-[5-(6-Xnop-1-0kco-3,4-aurngpo-
1H-U30XMHONWNH-2-UN)-MNPULUNH-3-1n]-
3TUM}-MEeTaHCynboHaMng, 2.5-(1-Bpow-3Tn)-MpnaWH
© ¢ 0 3-unj-6-xnop-3,4-aurngpo-
N N SN 2H-N30XUHOMUH-1-0H
RN N/S\ (Mpumep 269[A]) "
| H MeTaHCynbOHaMMA,
o] P
N
380,2
6-Xnop-2-{5-[1-(3-dTOPpP-
PEHMNaMUHO)-3TUN]-NNPUENH-3-1n}-
3,4-anrnapo-2H-n30xXmMHONNH-1-oH 2-[5-(1-Bpom-aTnn)-nMpuaunH-
~ al 3-unj-6-xnop-3,4-gurngpo-
& \@PUL /@\ 2H-WN30XMHOMNMH-1-OH
N e N ¢ | (Nnpumep 269[A]) n 3-cbTop-
3 | 7 H heHnnamuH
396,2
6-Xnop-2-[5-(1-deHnnamuHo-3Tun)-
nupuauH-3-un]-3,4-aurngpo-2H-
N30XMHOIMNH-1-0H 2-[5-(1-BpoM-3TW)-NMPUAWH-
© Cl 3-un]-6-xnop-3,4-gurngpo-
N @ 2H-130XNHONWUH-1-0H
m\[j/LN (mpumep 269[A]) n
| H dheHunammH
o N

378,2
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[Mpumep 279. 6-Xnop-2-(5-metancynbGUHUITHPUINH-3-11)-3,4-1urunpo-2 H-u3oxuHonmu-1-on

Cl
i
N N S
o} | 7
N

Meraxnopnepoensoiinyto kucnory (M-XIIBK) (17,3 mr, 0,1 mmonb) mobasnsuin B pacTBop 6-xyop-2-(5-
METWICYIbQaHmIUPUINH-3-11)-3,4-muruapo-2H-n3oxuHonun-1-o1a (mpumep 59) (30,5 wmr, 0,1 mmons) B
JAXM (2 mu). Peaknmonnyto cmecs nepememuBainy npu KT B Tedenue 2 4, mocie gero ee HelTpamuzosain 5%
BoaHBIM pacTBopoM NaOH u sxcrparuposamu XM (5 mi, 2x). OpraHudeckue CIOH IPOMBIBAIU PACCOJIOM,
BBICYIITMBAIHM Haja 0e3BOMHBIM Na,SO,4, GUIBTpOBANIM M KOHIEHTPHPOBAIN B BaKyyMe C TMOJYYEHHUEM CHIPOTO
MPOYKTa, KOTOPBIH 3aTeM ouunInany npemnapaTuBHoi BOXKX ¢ momydeHnemM coemnHeHUs, yKa3aHHOTO B 3aro-
noBke (6 Mr, 19%), B Buze Genoro TBepaoro semectsa. MC: 321,1 (M+H").

[Tpumep 280. 6-Xnop-2-[4-(4-meTunmunepa3ut- | -uIMe T TupuanH-3-mi|-3,4-nuruapo-2H-

HW30XHHOJIUH- 1 -0H
(\N
Cl NJ
(e} | N/

[A] 5-(6-Xnop-1-0kco-3,4-nurunpo- 1 H-n30XuHOIUH-2 -1T) TUPUAUH- 3 -KapOaib JeTU T

Cl 0
z
o pZ
N

Cul (190 mr, 1 Mmmos), (1S,2S)-nmknorekcan-1,2-quamus (228 mr, 2 mmonb) u Cs,CO; (6,5 T, 20 MMOITB)
J00aBIsIH B pacTtBop 6-xiop-3,4-nurnapo-2H-n3oxunonuH-1-ona (1,82 1, 10 MMoOIB, IPOMEXYTOYHOE COEIH-
HeHne A-2) u 5-Opomnupunna-4-kapoansaeruna (3,72 v, 20 mmons) B nuokcane (15 mur). Peakimonnyto cmech
HarpeBaiu 10 150°C, ucmosib3yss MUKPOBOJTHOBYIO T€4b, B TeUeHHE 2,5 4, mocie Jero ee HamuBaym B H,O (50
wi1) u akcrparupoBasi EtOAc (2x20 mim). OpraHuueckue oW IPOMBIBAIM PaccojoM, BHICYIIMBAIN Han Oe3-
BOoIHBIM Na,SO,, GUIBTpOBANK M KOHIICHTPHPOBAJIH B BaKyyMe C IOJydeHHeM chIporo npoaykra (2,0 r, 70%), B
BUJIe KopuuHeBoro Macia. MC: 287,0 (M+H").

[B] 6-Xiop-2-[4-(4-MeTwmurniepa3uH- | -umMe T ) mupuanH-3-ui] -3 ,4-nuruapo-2H-u30xuHonuH- 1 -oH

. o

NaBH(OAc); (84 mr, 0,4 MMoJIb) 100aBISITA B pacTBOp S-(6-x110p-1-0kco-3,4-murunpo- 1 H-n3oxuHoauH-
2-un)mupuanH-4-kapoanpaeruna (28,6 mr, 0,1 mmonp) u 1-mernnmunepasuna (10 mr, 0,1 mmons) B IXM u
MeOH (10 mu, 1:1). Peaknnonnyto cmech nepememuBaiy npu KT B TedeHne HOYH, TIOCIIE YETO €€ HAMBAIH B
nensayro Boxy (10 mi) u sxcrparupoBamu EtOAc (2x10 mur). OpraHudeckue CIOM IPOMBIBAIN PaccojoM, BbI-
cymuBanu Haj 6e3BoaHbIM MgSO,, GUIbTpOBaIM U KOHIICHTPUPOBATIHM B BaKyyMe C MOIYYSHHEM CHIPOTO IMPO-
JyKTa, KOTOPBIH 3aTeM O4MIIaiIn npenaparuBHoii BOXX ¢ nmomyyeHneM coenuHeHHs, yKa3aHHOTO B 3ar0JIOBKE
(7,2 mr, 16%), B BUze Oenoro TBepaoro Bemectea. MC: 371,1 (M+H+).

ITpumep 281. 5-Xnop-3,3-mumeTmn-2-[5-(1-mermn-1H-nupaszon-4-unme i) nupuanH-3-mi)-2,3-
JUTHIPOU30MHAION- 1 -0H

7~

Cl

o} Pz N

[To aHaIOTHM ¢ METOJOM, OTMCAHHBIM I TofydeHus: mpumepa 204, 5-xiop-2-(5-XI0pMeTHITUPHINH-3 -
nn)-3,3-muMeTIII-2,3 - TUrHAPON3ONHIO0N-1-0H (TTpoMexyTodHoe coenuHeHue A-12-1) u 1-metmnmupaszon-4-
0GOPOHOBO KUCIOTHI MMHAKOJIOBEIN 3(hHp MCIOIB30BAIH IS TOIYUYEHHUS COSANHEHHS, YKa3aHHOTO B 3arOJIOBKE,
B BUJIE CBETJIO-XKENTOBATOTO TBEPIOTO BemecTBa (Bbixoa 15%). MC: 367,2 (M+H").

[IpuBencHHBIC HIDKE COCTUHEHUS, IEPEUHUCICHHBIE B Tab. 9, OBIIM MOIYYEHBI IO aHAJIOTHH C METOJIaMH,
OTHCAaHHBIMU JJISl TIoJydyeHus: nmpumepoB 1, 2 wnu 3[B], ucnonb3ys cOOTBETCTBYIOUINE HCXOAHBIE BEIIECTBA, C
MOCJICTYFOLITMM pa3zelieHHeM NpenapaTuBHON xupansHoit BOXX, rae ato nenecoobpasno.
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Tabnuma 9

Mpumep

HassaHne/CTpykTypa coesmHeHns
MC (M+H)*

NexoaHble

BeLecTsa

Mony4yeHo
no
aHanorum
c
npumepo
M

282

5-Xnop-2-(5-auPTOPMETOKCU-NNPUANH-
3-un)-3-3Tun-2,3-4urnapo-n3onHaon-1-
OH
Cl

3392

5-Xnop-3-
atun-2,3-
Anrngpo-
M30uHAoN-1-
OH
(npomexyTo
YyHoe
coeaunHeHne
A-13-1) n 3-
B6pom-5-
audropmerto
KCU-NNpUAnH

283

5-Xnop-3-3tnn-2-[5-(1-ruapokcn-aTun)-
nupuanH-3-unl-2,3-4urnapo-n3onHaon-
1-OH

Cl

OH

317,3

5-Xnop-3-
atun-2,3-
anrnapo-
M30oMHAoN-1-
OH
(npomexyTo
yHOE
coefuHeHne
A-13-1) n 1-
(5-6pom-
nupmnanH-3-
WI)-aTaHon
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284

5-Xnop-2-(4-xnop-nupuauH-3-un)-3-
aTnn-2,3-aurnapo-nsonHaon-1-ox

Cl

Cl

X

O Pz
N

307,2

5-Xnop-3-
atun-2,3-
anrnapo-
nsouHgon-1-
OH
(npomexyTo
yHOE
coeinHeHne
A-13-1) n 3-
H6pom-4-
Xnop-
nMpuaNH

285

5-Xnop-2-(4-xnop-nupnanH-3-un)-3,3-
anmetnn-2,3-auruapo-m3onHaon-1-ox

cl
ol __
N
Eﬁ@
o)

307,2

5-Xnop-3,3-
AUMeTUn-
2,3-aurngpo-
n3ouHaon-1-
OH
(npomexyTo
4yHOE
coenHeHne
A-12) un 3-
6pom-4-
Xnop-
nMpUaNH

286

6-Xnop-5'-HuTpo-3,4-aurnapo-
[2,4'1AUn30XMHONUHUA-1-OH

Cl O,,N+
|06
|

6-Xrnop-3,4-
avrngpo-2H-
N30XVHOMWH-
1-0H
(npomexxyTo
YyHoe
coeuHeHve
A-2) un 4
B6pom-5-
HWUTpPO-
W3OXVMHOMMWH
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287

6-Xnop-8'-Hutpo-3,4-aurngpo-
[2,4'1aMN30XUHONNHUI-1-OH

cl
N .0
T+
0 = o
N

354,2

6-Xnop-3,4-
avrngpo-2H-
N3OXUHOIMWUH-
1-0H
(npomexxyTo
yHOE
coefHeHne
A2) un 4-
H6pom-8-
HUTpPO-
WN30XMHOMWH

288

8'-AMUHO-6-xr10p-3,4-aUrnapo-
[2,4'1AMM30XMHONMHNUN-1-OH

Cl
N
NH,
o S
N

3241

6-Xnop-3,4-
aurngpo-2H-
M30XUHOMUH-
1-0H
(npomexyTo
YHOEe
coeavHeHve
A2 n 4
B6pom-
MN30XUHOMUH-
8-unamvH

289

3TaHcynbdOHOBOW KNCNOThI (B-xnop-1-
okco-3,4-gurngpo-1H-
[2,4'1ann30xXmMHONMHUN-8'"-UN)-amug

cl
o)
~ B
Ho// N
o) z
N

416,0

6-Xnop-3,4-
avrngpo-2H-
WN30XMHOMWH-
1-0H
(NnpomexyTo
4yHoe
coefyHeHne
A-2) "
3TaHcynbgo
HOBOW
KMCNOTbI
Bpom-
WN30XMHOMWH-
8-un)-amng

“

- 158 -




035454

290

6'-Xnop-2'-(5-pTopnmpuamnH-3-
un)cnupo[yuknonponax-1,1'-
n3onHaon]-3'(2'H)-oH

F
TG
N\N/
(o)

289,1

6'-
Xnopcnmpo[
Uuknonpona
H-1,1'-
W3OVHAONWH]
-3'-0H
(npomexyTo
4yHOE
coefuHeHne
A-22) n 3-
B6pom-5-
Top-
nmpuanH

291

6'-Xnop-2'-[5-
(AN TOPMETOKCU)MIUPUANH-3-
un]cnmpoluyuknonponax-1,1'-nsonHaon]-
3'(2'H)-oH

Cl F

337,2

0'-
Xnopcnupol[
yuknonpona
H-1,1"-
M30MHZ OMNKH]
-3'-oH
(npomexyTo
YyHoe
coeaunHeHne
A-22) n 3
B6pom-5-
audropmerto
KCU-NUPpUZMH

38

292

2-Xnop-6-(5-prop-nupnamnH-3-un)-7,7-
aAnmeTtun-6,7-gurngpo-nupponol3,4-
blnupunamH-5-oH

Cl N
AN

2-Xnop-7,7-
AvmeTun-
6,7-aurnapo-
nuppono[3,4
-b]nnpuamnn-
5-0oH
(npomexyTo
YyHOe
coeaunHeHne
A-16) n 3-
B6pom-5-
¢Top-
nupuanH
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293

2-Xnop-6-(5-4MdpTOpMETOKCH-NNPUAUH-
3-un)-7,7-aumeTunn-6, 7-aurnapo-
nuppono[3,4-blnmpnaunH-5-oH

cl_ N F

/
|

340,1

2-Xnop-7,7-
AUMeTUn-
6,7-aurnapo-
nuppono[3,4
-b]nnpnamnn-
5-oH
(mpomexxyTo
yHOE
coefuHeHne
A-16) un 3-
6pom-5-
audropmerto
KCU-MUPUANH

294

6-(5-OTop-NMpUanH-3-1r)-2-MeToKCU-
7,7-AUMeTUn-6,7-auruapo-
nuppono[3,4-blnnpuaunH-5-oH

PPN _

Va

o]
288,2

2-MeTokeun-
7,7-
AnmMeTun-
6,7-aurngpo-
nuppono[3,4
-b]nnpnann-
5-oH
(npomexxyTo
YyHOe
coeauHeHne
A-17) n 3
B6pom-5-
¢pTop-
NMpVAVH

295

6-(5-OudTopmeToKCU-NUPUINH-3-1n)-2-
METOKCU-7,7-4UMETUN-B,7-Aurngpo-
nuppono[3,4-blnmpuaunH-5-oH

F

(l) N\ — o“<|:
| _ NN N/
0

336,2

2-MeTokeun-
7,7-
AVMeTUN-
6,7-gurngpo-
nuppono[3,4
-b]nnpnamnn-
5-0H
(npomexxyTo
YyHoe
coeaunHeHve
A-17) n 3
B6pom-5-
AudTopmeTto
KCU-NPUAVH
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296

6'-Xnop-2'-(nupnamnH-3-
un)cnupo[uuknonponax-1,1'-
nsonHaon]-3'(2'H)-oH

Cl

X

O Pz
N

2711

0'-
Xnopcnnpol[
Luknonpona
H-1,1"-
V3OVHAOMNWH]
-3'-0H
(mpomexyTo
YyHOe
coeauHeHne
A-22) n 3
Bpom-
NUPVAVH

297

5-Xnop-3-yuknonponun-2-(5-pTop-
nUpUAnH-3-un)-2,3-4urng po-n3onHaon-
1-0H

Cl

303,2

5-Xnop-3-
Lmknonponu
n-2,3-
Aurnapo-
n3omHaon-1-
OH
(npomexyTo
4yHOE
coejunHeHne
A-15) n 3-
B6pom-
nMpUAMH
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298

2-Xnop-7,7-aumeTun-6-nnpuauH-3-unn-
6,7-gurngpo-nuppono[3,4-blnupngunH-5-
OH

Cl N

Y

(@]
2741

2-Xnop-7,7-
AUMEeTUnN-
6,7-gurngpo-
nuppono[3,4
-b]nupnann-
5-0H
(npomexyTo
4yHOE
coefuHeHne
A-16) n 3-
6pom-
npULUH

299

2-3T1oKem-6-(5-pTop-NnnpnanH-3-mn)-
7,7-BumeTun-6, 7-gurngpo-
nuppono[3,4-blnnpuaunH-5-oH

302,2

2-3TOKCU-
7,7-
anmeTnn-
6,7-gurngpo-
nuppono[3,4

F| -b]nupuamn-

5-0H
(npomexyTo
YHoe
coefunHeHve
A-18) un 3-
6pom-5-
®TOp-
nMpuanH

300

2-MeTokeu-7,7-auMeTnn-6-nnpranH-3-
un-6,7-gurngpo-nuppono[3,4-
b]nnpuamnH-5-ox

2-Metoken-
7,7-
avmeTun-
6,7-gurngpo-
nuppono[3,4
-b]nupnann-
5-0H
(npomexyTo
YyHoe
coefuHeHne
A-17) n 3-
6pom-
nUPUANH
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301

5-Xnop-3-umknonponun-2-nnpuamnH-3-
un-2,3-aurnapo-n3onHaon-1-ox

Cl

0
285,1

5-Xnop-3-
Luknonponm
n-2,3-
avrnapo-
n3ounHaon-1-
OH
(npomesxyTo
4yHOe
coeAuHeHne
A-15) n 3-
Opom-
nMpuanH

302

5-Xnop-3-ymknonponun-2-(5-
AUPTOPMETOKCU-NNPUANH-3-1n)-2,3-
AUrngpo-n3onHAaon-1-oH

cl __ e

351,1

5-Xnop-3-
Luknonponm
n-2,3-
avrnapo-
MN30oMHAoMn-1-
OH
(npomexyTo
4yHOe
coefiuHeHne
A-15) n 3-
Opom-5-
AndTopmMeTO
KCU-NMpUAMH

303

6-(5-OudTopmeTokCn-NNpUANH-3-un)-2-
3TOKCK-7,7-AUMETUN-6,7-aurnapo-
nuppono[3,4-blnnpnanH-5-oH
F

T a

350,1

2-0Tokcu-
7,7-
avmeTun-
6,7-gurngpo-
nuppono[3,4
-b]nnpnamn-
5-0oH
(npomesxyTo
YyHoe
coefuHeHve
A-18) n  3-
B6pom-5-
ANTOPMETO
KCU-NpUZMH
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304

5-Xnop-2-(5-nsonponokcu-nupunanH-3-
un)-3,3-gumeTnn-2,3-4urnapo-
M30UHA,0M-1-0H
C|

N x Oj/
o =
N

3311

5-Xnop-3,3-
anmeTun-
2,3-gurngpo-
nsounHaon-1-
OH
(npomexyTo
4yHOE
coefnHeHne
A-12) un 3-
B6pom-5-
N30MpPOMOKCK
-NMUPULUH

3[8]

305

6'-Xnop-2'-(4-xnopnupuanH-3-
un)cnupo[ymknonponax-1,1'-
n3ounnHgon]-3'(2'H)-oH

Cl
T
fﬁw
0

305,0

6'-
Xnopcnmpo[
Uukronpona
H-1,1'-
WN3OMHAONWH]
-3'-0H
(npomexyTo
4yHOE
coefnHeHne
A-22) un 3-
B6pom-4-
Xnop-
nMpUaANH

306

5-Xnop-2-(5-4nknonponokcn-nMpuanH-
3-un)-3,3-aumeTun-2,3-4urnapo-
M30MHAOMN-1-OH
Cl

N 0
0 p
N

329,1

5-Xnop-3,3-
AUMeTUn-
2,3-aurngpo-
n3ouHaon-1-
OH
(npomesxyTo
4yHOE
coefiuHeHne
A-12) un 3-
B6pom-5-
LmKronpono
KCU-NMPUAMH

3[8]
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307

(S nnn R)-6-Xnop-3-atun-2-(5-dptop-
nUpUANH-3-un)-2,3-4Urng po-n3onHaon-
1-0H

Cl

=
N

291,2

(S vnm R)-6-
Xnop-3-
atun-2,3-
avrnapo-
n3ounHaon-1-
OH
(npomexyTo
YHOE
coeavHeHune
A-13-2b) n
3-6pom-
NUpUANH

308

(R vnn S)-6-Xnop-3-3tunn-2-(5-gptop-
NUPUANH-3-un)-2, 3-AUrngpo-n3onHAonN-
1-oH

Cl

\“!In:.

X
P
N

291,2

(R vnn S)-6-
Xnop-3-
atun-2,3-
anrnapo-
n3ounHaon-1-
OH
(npomexyTo
4yHOE
coeauHeHne
A-13-2a) n
3-6pom-
nMpuanH

309

(R nnu S)-5-Xnop-3-atunn-2-(5-gptop-
nUpUANH-3-1n)-2, 3-AUrng po-n3onHAonN-
1-0H

Cl
3} :N SN F
0
N

=

291,2

(R vinn S)-5-
Xrnop-3-
aTun-2,3-
Aurnapo-
n3onHaon-1-
OH
(mpomexxyTo
YHOEe
coeuHeHne
A-13-1a) wu
3-6pom-
nMPUAMH

310

(S nnu R)-5-Xnop-3-atun-2-(5-dpTop-
nupuanH-3-un)-2, 3-AUrng po-n3onHAon-

1-0H
Cl
O =

N
2912

N~
N F
X

(S unn R)-5-
Xnop-3-
atun-2,3-
Aunrngpo-
n3ouHaon-1-
OH
(npomexxyTo
YyHOe
coeauHeHne
A-13-1b) n
3-6powm-
NUPUAVH
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311

2-(8-AMUHO-5,6,7,8-TeTparnapo-
WN3OXUHOMNH-4-1n)-5-xnop-2,3-a4urnapo-
M30MHAOMN-1-0H

Cl
2 :N
X NH,
0 P
N

314,2

5-Xnop-2,3-
Avrngpo-
nsounHaon-1-
OH 1 4-6pom-
5,6,7,8-
TeTparngpo-
N3OXVHOMWH-
8-nnamuH
(npomexyTo
YyHoe
coeguHeHve
B-12 [A])

3[B]

312

N-[(R vnu S)-4-((R vnn S)-5-Xnop-1-
3TUN-3-0Kkco-1,3-gUrnapo-n3onHaon-2-
un)-5,6,7,8-TeTparngpo-u3oxXmHONuH-8-

unJ-nponnoHamua,
Cl

(R vnmn S)-5-
Xnop-3-
aTun-2,3-
Aurngpo-
n3ouHaon-1-
OH
(npomexyTo
YyHOe
coeguHeHve
A-13-2a)
(+)-(R)-N-(4-
Bpom-
56,7,8-
TeTparngpo-
N30XMHOMWH-
8-un)-
nponuoHamu
4 (nomy4yeH
nyTem
pasjeneHus
NMPOMEXKYTOY
HOro
coeanHeHns
B-12 npen.
XvpanbHown
B3XKX)

3[B]
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N-[(R vnu S)-4-((S unun R)-5-Xnop-1-
aTnn-3-okco-1,3-aurngpo-n3onHaon-2-
un)-5,6,7,8-TeTparng po-M3oxXMHONnNH-8-

(S vnun R)-5-
Xnop-3-
aTun-2,3-
Aurnapo-
nsounHaon-1-
OH
(npomexyTo
4yHOe
coeiuHeHne

unJ-nponnoHammg, A-13-20) 1
c (+)-(R)-N-(4-
B6pom-
0] 5,6,7,8-

TeTparnapo-
N M3OXVHOIIUH-
S N 8-un)-

H nponvoHamm
= A (nonyuyeH
nytem
pasgenexus
NPOMEXYTOU
Horo
coefVHeHus
B-12 npen.
XvpanbHon
B3XX)
5-Xnop-2,3-
Anrngpo-
n3onHaon-1-
OH n N-(4-
Opom-
5,6,7,8-
TeTparnapo-

Cl
o W3OXUHOMUH-
)J\/ 8-un)-
N
e N nponvoHamMm
H n
© p
N

313

3[B]

N-[(R nnu S)-4-(5-Xnop-1-okco-1,3-
Aurngpo-nsounHaon-2-un)-5,6,7,8-
TeTparmapo-m3oXUHONNH-8-unrJ-
nponMoHamua

314

3[B]

(npomexyTo
uHoe
coefuHeHve
B-12)
[4-(5-xm0p-1-0Kco-1,3-muruapon3onHgon-2-un)-5,6,7,8-

370,1

IMpumep 315. DraHCynb(POHOBOH KHCIOTHI

TETPAruAPON30XUHOINH-8-1IT [aMuU]
cl
Q.0
N A S
(e} I P
N

[A] 2-(8-AmuHO0-5,6,7,8-TeTparupon30XHHOIUH-4-11)-5-XJ10P-2,3 - AUrHAPONU3ONH IO - | -OH

Cl
z} :N
| A NH,
O P
N

B repMernuno#t nmpobupke Ha 25 Ma 5-xyiop-2,3-guruapoun3onnnoii-1-on (801 mr, 4,8 MMoib), 4-6pom-
5,6,7,8-TeTparuApon30XNHOINH-8-MIaMHH (TTPOMEXyTOUHOe coemuHeHne B-12[A], 999 wmr, 4,4 mmons), Cul
(200 wmr, 1,1 mmomnb), Cs,CO5(3,0 T, 9,2 Mmmoub) u (+)-(S,S)-1,2-muamuHonukmorekcan (0,4 mi, 3,2 MMOJITB) pac-
TBOpsuH B Auokcane (16 mu). [TomydeHHy0 B pe3ysIbTaTe peakimoHHyI0 cMech HarpeBanu rpu 150°C B Teuenne
3 4, mocne yero ee HanmBanu B HyO (50 muin) u axctparupoBanu EtOAc (2x125 mur). OpraHndeckuii cioi mpo-
MBIBQJIA PacCOJIOM, BBICYITHUBAIHA Haa 0e3BOMHBIM Na,SO,, GUIBTPOBAIN M KOHIICHTPUPOBAIN B BaKyyMe C TI0-
JY9eHHEM CBIPOTO MPOAYKTA, KOTOPHIH ounmanu (sm-xpomarorpadueit Ha cunmkarene (rpaauert 30-100%
EtOAc-rekcaH) ¢ moNyd4eHHEM COCAWHCHHUsS, yka3aHHOro B 3arosioBke (1,2 r, 80%) B BHAE CBETIIO-)KEITOrO
TBepzoro Bemecta. MC: 314,2 (M+H").
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[B] Orancyabp()oHOBOI KHCJIOTBI [4-(5-xsop-1-okco-1,3-auruaponszonnnon-2-uin)-5,6,7,8-
TETPAruAPON30XUHOINH-8- 1T |aMu ]

I
N
N
N AN N'ﬁ
O | = HO
N
K IepeMEIIaHHOMY pactBopy 2-(8-amuHO-5,6,7,8-TeTparuApoON30XUHOIUH-4-11)-5-X110p-2,3-

quruaponzonHaon-1-ona (156 mr, 0,5 mmons) n Et;N (210 mxir) B JIXM (10 mi1) noGaBisuti 3TaHCYIbGOHMII-
xsopun (48 mxi, 0,5 mmons) ipu 0°C, n nepememmBanune npononkain npu 0°C B tedenue 1 4. [lonydeHnyro B
pesynbrate cMech dkcTparupoBanu EtOAc (2x50 min). OO6beqHEHHBIE OpraHUYeCKHe CJIOU TIPOMBIBAIIA PacCo-
JI0M, BBICYIIHBaNU Hag Na,SO,4, QUIBTPOBaIN U KOHICHTPUPOBAIN C MOJYYCHUEM COCAWHCHHS, YKa3aHHOTO B
3arosioBke. OctaTok pasaessuin npenaparuBHoit BOXKX ¢ monyueHnem panieMuueckoi cMecu COeTMHEHUs, yKa-
3aHHOTO B 3aronoBke (170 Mr, 84%), B BHJIe CBETIIO-KEITOTO TBEPAOTo BemecTsa. MC: 406,1 (M+H").

IIpumep 316. (+)- 3TchynLq)0HOBOI7I kucyoThl [(R wmm S)-4-(5-x10p-1-0kco-1,3-Turunapon3onHa0-2-1T)-
5,6,7,8-TeTparuApon30XNHOINH-8- 1T |aMu ]

IIpumep 317. (-)-OrtancynbporoBoit kKUcIoTH [(S wim R)-4-(5-xmop-1-okco-1,3-TUruapOoN30MHI0IT-2-1I1)-
5,6,7,8-TeTparuApon30XNHOIUH-8- 11 |aMu

Cl
RV
N N .""N/S\/
(o] | 7
N

Parnemuueckylo cMech 3TaHCYJIB(GOHOBOW KHCIOTH [4-(5-xy0p-1-0Kco-1,3-AUruapon30nHI0-2-1i)-
5,6,7,8-terparuapoun3oxuHonud-8-mwilamuz (170 mr, mpumep 315) monmsepranu pas3aeieHHI0 ¢ TMOMOIIBIO XH-
pampHOlt BOXX ¢ momyduenmem (+)-3TaHCynbpoHOBOH kucioThl [(R wmmm - S)-4-(5-xmop-1-okco-1,3-
JUTHIPON3ONHAON-2-11)-5,6,7,8-TeTparuApon30XHHOINH-8-ma|amuaa (47 mr, mpuMep 316), MC: 406,2 (M+H")
n  (-)-orancynbdonoBoir kucioThl [(S wmm  R)-4-(5-x70p-1-okco-1,3-muruaponzonHaon-2-mm)-5,6,7,8-
TeTPATHAPON30XHHONMH-8-m]amuna (39 mr, pumep 317). MC: 406,2 (M+H)'.

Ipumep 318. (-)-N-[(S wmm R)-4-(5-Xumop-1-okco-1,3-quruapon3onHaon-2-mi)-6,7-quruapo-SH-

[2Jnupuann-7-un]aneraMus
cl
(0]
LA
o) | =
N

Mpumep 319. (+)-N-[(R wm  S)-4-(5-Xuop-1-okco-1,3-auruaponzonnnon-2-un)-6,7-quruapo-SH-

[2 JmupuanH-7-1i |aneraMmuy
cl
0}
N AN A
e} | 7

[A] 2-(7-Amuno-6,7-nuruapo-SH-[2 rmpmu/m -4-n1)-5-xJ10p-2,3 - AUTUAPONUIONH IO - | -OH

Q30

B repmernuHoii mpobupke Ha 25 M 5-xJop-2,3-quruapon3onHaoi-1-ox (801 mr, 4,8 MMoib), 4-6pom-6,7-
nurunapo-SH-uuknonenralclnupuann-7-unaMud (mpoMmexytounoe coequnenue B-18[C], 937 wmr, 4,4 mmods),
Cul (200 mr, 1,1 mmoms), Cs,CO; (3,0 T, 9,2 Mmmoib) u (+)-(S,S)-1,2-nuamunoruknorekcas (0,4 M, 3,2 MMOJIB)
pacTtBopsuti B quokcaHe (16 mi). [lomyueHHyo B pe3ynbTaTe peakMOHHYIO cMech HarpeBanu npu 150°C B Te-
genue 3 4, mocie yero ee HanmmBaiy B H,O (50 mur) u skerparupoBanu EtOAc (2x125 mir). Opranudeckuid ciou
MPOMBIBAIA PACCOJIOM, BBICYIIUBAIU HaJ 0e3BOMHBIM Na,SO,, GHIBTPOBAIN U KOHIICHTPUPOBATIH B BaKyyMe C
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MOJYYEHHEM CHIPOTO MPOAYKTa, KOTOPBIH ounIany ¢umin-xpomatorpaduei Ha cunukarene (rpaguent 30-100%
EtOAc-rekcaH) ¢ moiydyeHHeM COEAWHEHUs, ykazaHHOro B 3arosioBke (1,02 r, 80%) B BUIE CBETIIO-KEITOTO
TBepaoro BemecTsa. MC: 300,2 (M+H").

[B] N—[4-(5—XHOp—1—OKCO—I,3—,Z[I/IFI/I,£[pOI/130PIH,£[0H 2-un)-6,7-nuruapo-SH-[ 2 JnupuauH-7-wi|areraMu

Rt

K mepememannomy pactBopy 2-(7-amMuHO0-6,7-gurunapo-5H-[2|nmupuauH-4-mr)-5-xmop-2,3-Iuruapon3o-
nHAo7-1-oHa (126 mr, 0,42 mmons) 1 Et;N (1,0 mur) B JIXM (10 mur) mobasnsumm anerunxiopun (0,032 mo, 0,44
MMmoutb) Tipu 0°C u mepememmBany npu 0°C B teuenue 1 4. [TomydeHHYIO B pe3yibTaTe CMECh dKCTParupoBaiud
EtOAc (2x100 mu1), m 00beTMHEHHBIE OPTAHMYECKHUE CJIOU ITPOMBIBAJIM PACCOJIOM, BBICYIITUBAIHN HAJl O€3BOIHBIM
Na,SO4, GunbTpoBaIM U KOHIIEHTPHPOBAIX B BakyyMe. OCTaTOK oYM (QUIdII-XpoMaTorpadueii Ha CUITHUKa-
rene, smoupys rpaguerHToM ot 0 g0 50% EtOAc-rentan, ¢ moixy4eHHEeM palleMUYECKON CMeCH COEIUHEHHS,
yka3aHHOTO B 3aronoske (121 mr, 85%), B BHIE CBETIO-XKeNTOro TBepAoro Bemectsa. MC: 342,1 (M+H"). 3a-
TEM 3Ty palleMHYECKYIO CMECh Pa3Ielsui ¢ moMolbio xupansHoit BOXKX ¢ noxyuenuem (-)-N-[(S umu R)-4-(5-
xJyop-1-okco-1,3-quruapon3zonsaon-2-un)-6,7-quruapo-SH-[ 2 Jnupuaun-7-wilaneramuna (33 mr, npumep 318),
MC: 342,1 (M+H"), u (+)-N-[(R um S)-4-(5-xm0p-1-0kco-1,3-aUruapon3onH1oa-2-mi)-6,7-auruapo-SH-
[2]mupuaun-7-wilaneramuaa (27 mr, npumep 319). MC: 342,1 (M+H)".

[IpuBeneHHbIC HUKE COSAMHEHUS, TIepeUnCIIeHHbIe B Ta0. 10, ObUIH IMOTYYEeHBI TI0 aHAJIOTHU C METOJIaMH,
OTIMICAHHBIMH TS ToTyderust ipuMepoB 316 u 317 wm 318 u 319, Ucmonb3yst COOTBETCTBYIONIUE UCXOIHBIE
BEIIIECTBA.

Tab6muma 10
§ HassaHne/CtpykTypa coeanHeHus UexoaHbie g:fﬁqecxor I\KI/ICS
3 MC (M+H)* BellecTBa ) M+S)
C BpaLleHust

6-Xnop-3,4-
N-((R unu S)-6-Xnop-1-okco- Aurnapo-2H-
3,4,5'6',7' 8-rekcarugpo-1H- N30XMHOMMH-1-
[2,4']anm3oxnHONUHNNA-8'-1n)- OH
ayetammg (npomexyToyHO
o z 2)coe,q4w-6|eHme
o -2) n 4-6powm-
S J\ 56,7,8 )
N x N TeTparuapo-
H N3OXVHOMNWH-8-
0 N UnamvH
(NpoMeEXyTO4HO
370,0 e coeauHeHue
B-12[A])
N-((S nnmn R)-6-Xnop-1-okco-
3,4,5',6',7',8-rekcarngpo-1H-
[2,4']anmn3oxmHonNuHWN-8'-1n)-
auetamug
S c Takon xe, Kak )
® j\ Mpumep 320
N N
| H
o] Pz
N
370,0
N-[(S nru R )-4-(5-Xnop-1-okco-1,3-
AUrnapo-n3onHaon-2-un)-5,6,7,8- 5-Xnop-2,3-
TeTparnapo-m3oXMHONUH-8-un)- AUFMAPO-
aueramua U3oMHAON-1-0H
C| " 4-Bpom-
5,6,7,8-
N
N o TETParngpo- (-)
N3OXVHOMNWH-8-
N k nunamuH
= N (MPOMEXYTOUHO
0 H e CcoeiuHeHve
P
B-12[A])
356,1
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N-[(R vnun S )-4-(5-Xnop-1-okco-1,3-
AUrnapPo-n3onHaon-2-nn)-5,6,7,8-
TeTparnapo-m3oXMHONUH-8-mn)-

auetamug
Cl
IN] Takon xe, Kak
& o Mpunvep 322 *)
N AN A
H
0 =
[\]
356,1
6-Xnop-3,4-
N-((S urm R)-6-Xriop-1-okco- Avruapo-2H- ]
3,4,5'6',7',8-rekcarngpo-1H- MSOXVHOMMH-1-
[2,4'lanmn3oxmHonnHWN-8'-1n)- OH
MeTaHcynbgoHamug, (MpomexyTOLHO
e coeiuHeHve
S cl A-2) n 4-6powm- 0
8 %0 |56,78
N o eS| TeTparuapo-
H N3OXVHOMNWH-8-
0 N UnamuH
(NPOMEXYTOYHO
406,0 e CcoeiuHeHve
B-12[A])
N-((R vnn S)-6-Xnop-1-okco-
3,4,5',6',7',8-rekcarngpo-1H-
[2,4'lanm3oxmHonnHun-8'-un)-
MeTaHCynbOoHaAMUA
cl =
Te] Takon e, Kak
& Oy 0 | Mpumep 324 *)
N N " P
H
o P
N
406,0
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N-[(S vnu R)-4-(5-Xnop-1-okco-1,3-
AUrnapo-nsonHaon-2-un)-5,6,7,8-

e coejuHeHve
B-12[A])

TETParApPO-U3OXMHONMMH-8-1n]- 5-Xnop-2,3-
MeTaHCyrnboHaMn,, Aunrnapo-
cl M30MHAOn-1-OH
" 4-6pom-
© 5,6,7,8-
N o TETParngpo- )
||/ | nsoxuHonuH-8-
N S, | MINAMUH
' o ’E‘ 0 (NpOMEXYTOYHO
o] = e coeguHeHne
N B-12[A])
392,1
N-[(R unu S)-4-(5-Xnop-1-okco-1,3-
AUrnapo-m3onHaon-2-uny-5,6,7,8-
TeTparnapo-m3oXMHONUH-8-un)-
MeTaHcynbgoHammz
Cl
N Takon xe, kak )
© ﬁ Mpumep 326
H
0 o
N
392,1
6-Xnop-3,4-
N-((R urm S)-6-Xr10p-1-0kco- AMMApo-2f-
3,4,5',6',7',8'-rekcarnapo-1H- M3OXMHOMMH-1-
[2,4']anm3oxvHonnHnn-8'-un)- o
npon1oHamMna (NpOMEXYTOYHO
c e CcoeiuHeHue
Q \Ej/\? o A-2) n 4-6pom- )
© & 5,6,7,8-
R N TeTparngpo-
5 | P H)H N30XMHOMWNH-8-
N unamvH
384 1 (NpoOMeEXyTO4HO
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N-((S nnn R)-6-Xnop-1-okco-
3,4,5',6',7',8'-rekcarngpo-1H-
[2,4"lavmsoxuHonnHun-8'-un)-

nponuoHamma
I c o Takon xe, Kak ©
© 4 . Mpumep 328
S KON
H
0] =
N
384,1
N-[(S UKt R)-4-(6-Xrop-1-0kco-3,4- gﬁzgi”;};
AUrnapo-1H-n3oxXmHoNnH-2-1n)-6,7- N3OXVHOMMH-1-
Anrnapo-5H-[2lnupnanH-7-nnl- OH
MeTaHCynboHaMUA (MPOMEKYTOUHO
ol @ e coeiuHeHve
o Ox#° [ A-2) 1 4-6pom- | (-)
N § wan” | 6, 7-aurngpo-5H-
H [2]nmpnann-7-
o] = unamuH
N (MPOMEKYTOUHO
3921 e coeiuHeHve
B-18[C])
N-[(R unu S)-4-(6-Xnop-1-okco-3,4-
Aurnapo-1H-n30xXMHoNMH-2-1n)-6,7-
anrnapo-5H-[2lnupnanH-7-nnl-
MeTaHcynbdoHammz
= | © Takon xe, Kak
N N
= H
o] p
N
392,1
N-[(R nnn S)-4-(8-Xnop-1-okco-3,4- | 8-Xnop-3,4-
AUMapO-1H-N30XMHONUH-2-1)-6,7- | AMTMAPO-2H-
AMrnapo-5H-[2INMpnanH-7-mn)- N3OXMHOMMH-1-
auetamug OH
(NPOMEXKYTOUHO
e CcoeAvHeHue
cl o)
a /lk A2) u 4-6pom- | (+)
N N 6,7-purnapo-5H-
= H [2]nvpuanH-7-
) | _ UnamuH
N (NpOMEXYTOYHO
e coeAvHeHue
356, 1 B-1 8[C])
N-[(S vnu R)-4-(6-Xnop-1-okco-3,4-
Anrnapo-1H-n3oxMHonuH-2-un)-6,7-
AVrnapo-5H-[2lnnpuauvH-7-unl-
auetamug,
Q| © 0 Takoi e, Kak ©
™ , J\ Mpumep 332
N [ \ Hn
0 pZ
N
356,1
N-[(R wnun S)-4-(5-Xnop-1-okco-1,3-
AUrnapo-U3onHaonN-2-un)-6,7-gurnapo-
S5H-[2]nnpuanH-7-un]- 5-Xnop-2,3-
MeTaHCcyrnbdoHaMug, aunrngpo-
Cl n3onHaon-1-oH
n  4-6powm-6,7-
< 0 anrnapo-5H-
&8 \V4 [2InMpuanH-7- *)
N /SQO UnamMmuH
EN H (NMpOMEXKYTOUHO
e CcoeAvHeHue
0 > B-18[C])
N
378,1
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N-[(S nnn R)-4-(5-Xnop-1-okco-1,3-
AUrnApPo-n3onHAON-2-1n)-6,7-4urngpo-
S5H-[2InmpugnH-7-nnj-

MeTaHcynbhoHamug
Cl
[t} Takon xe, kak
3 S/ | Npumep 334 )
S=
0o =
N
378,1
OTaHcynboHOoBOW KMCnoThl [(R nnn
S)-4-(5-xnop-1-okco-1,3-gurngpo-
U30UHAON-2-1N)-8, 7-81rnapo-5H- 5-Xnop-2,3-
[2]nnpuanH-7-unl-amua Aurnapo-
cl 1301HA0M-1-0H
n  4-6pom-6,7-
Q anrnapo-5H-
o}
& \\V4 [2InupnanH-7- )
S=0 UNamuH
N e E (NPOMEXYTOUHO
4 | e coeauHeHue
Nz B-18[C])
3921
OTaHcynbgpoHoBON KUCMOTLI [(S nnu
R)-4-(5-xnop-1-okco-1,3-amurnapo-
n3onHaon-2-1n)-8,7-aurmapo-5H-
[2InnpuanH-7-unl-amna
~ Takon e, Kkak
& Mpumep 336 )

Cl
o]
? Y
oy S0
N ey
EN ‘ﬁ
0 =
N

392,1
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N-[(S nru R)-4-(5-Xnop-1-okco-1,3-
AUrnaPO-N30nHAON-2-1n)-6,7-urnapo-
5H-[2]nnpugnH-7-unj-nponuoHammng

5-Xnop-2,3-
anrngpo-
M3omHaon-1-oH
n  4-6powm-6,7-

C|
@ o] avrnapo-5H- )
2] >\\/ [2]lnnpnanK-7-
N i unamuH
= H (MPOMEXYTOUHO
0 l e CcoeAvHeHue
NZ B-18[C])
356,2
N-[(R nnun S)-4-(5-Xnop-1-okco-1,3-
AUrnapPO-U3onHAON-2-1n)-6,7-4urnapo-
5H-[2]nMpuanH-7-unj-nponnuoHammng
Cl
2 3\\/ Takon e, Kak )
™ Mpumep 338
0 =
N
356,2
5-Xnop-2-((S)-8-ruapokcun-5,6,7,8-
TeTparnapo-u3oXuHONUH-4-un)-2,3-
AVIMAPO-N30UHAON-1-OH 5-Xnop-2,3-
avruapo-
Cl n3onHaon-1-oH
" 4-6pom-
5,6,7,8-
o
3 TeTparnapo- )
WN30XMHOMNWUH-8-
N “ay, on
N ‘OH (NPOMEXYTOUHO
o P e CcoeAvHeHue
N B-11)
315,1
5-Xnop-2-((R)-8-ruapokecu-5,6,7,8-
TeTparnapo-m3oxXnHonNuH-4-un)-2,3-
AVIAPO-N30UHAOM-1-0H 5-Xnop-2,3-
Aurnapo-
M3onHAoN-1-0H
n 4-6pom-
- 5,6,7,8-
3 TeTparngpo- (+)

cl
Z‘ :N
\ X OH
o =
N

3151

N30XMHOMNH-8-
on
(NPOMEXYTOYHO
e coeauHeHue
B-11)

-174 -

IMpumep 342. (+)-N-[(S mmu R)-4-((R mmu S)-5-Xmop-3-3tmi-1-okco-1,3-guruapon3onsaon-2-mn)-6,7-
quruapo-SH-[2 mupunuH-7-unlaneTaMmun

Mpumep 343. (-)-N-[(R wmm S)-4-((S wmm R)-5-Xnop-1-okco-1,3-murunpon3onsaomn-2-umm)-6,7-1uruapo-
SH-[2]nupunun-7-un)anetramun
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Mpumep 344. (+)-N-[((R mm S)-4-((R mimm S)-5-Xnop-3-atun-1-oxco-1,3-auruaponzonnnon-2-ui)-6,7-
nuruapo-SH-[2nupunun-7-uilauetamusa

TP A

Mpumep 345. (-)-N-[(S mmu R)-4-((S mmm R)-5-Xnop-3-atuin-1-oxco-1,3-auruaponzonnnon-2-mun)-6,7-

nuruapo-SH-[2nupunun-7-uilauetaMmua
-
d 0
SN
o) | p
N

[A] 2-(7-AmunO-6,7-nurunpo-5SH[ 2 jnupuaua-4-mn)-5-x10p-3,3-1umMetrin-2, 3 - TUru APOU30UH 0T | -0H
cl

ZI:N A NH,

[¢] P>
N

Cmech 5-x1510p-3-9TUi-2,3-AUruAPON30UHI0-1-0Ha (TpomeskyTouHoe coenuHeHue A-13-1, 390 wr, 2
MMOIIB), 4-0pom-6,7-nurnapo-SH-nuknonenralc|nupuani-7-mwiaMuHa (poMexxyTouHnoe coequnenne B-18[C],
318 wmr, 1,5 mmons), Cul (38 mr, 0,2 mmous), (1S,2S)-nmknorekcan-1,2-quamuna (45 mr, 0,4 mmons) u CsCO;
(750 mr, 4 Mmmob) pacTBopsuTd B nuokcane (10 mu). [TomydeHHy0 B pe3ynbTaTe peakimoOHHYI0 CMECh HarpeBa-
mu ipu 140°C B Tedenune 12 4, mocie 4ero ee OXJIKIaId J0 KOMHATHOW TeMIepaTyphl U GUIBTPOBAIN Yepes3
cioit cummkarens (0,5-1 cM) 1 MpoMbIBaH TUATHIIOBBIM 3upoM. OObeIMHEHHBIH QUIBTPAT KOHIIEHTPHUPOBAIN
B BaKyyMe C IOJTy4CHHEM CHIPOTO MPOAYKTA, KOTOPBIA MCIIONB30BAIN B CIEAYIOMICH CTaTul peakuuu 0e3 oum-
ctxn. MC: 328,1 (M+H").

[B] N-[4-(5-Xnop-3-3Tri-1-0kco- 1,3 -Auruapon3onHI0A-2-1i)-6, 7-quruapo-SH-[ 2 Jnupuaun-7-mi-

areTaMuz
cl
%:N. /E >\N
N
o |N/ )QO

K pactBopy 2-(7-amuno-6,7-guruapo-SH[2 Jmupunna-4-mm)-5-xmop-3,3-muMeTni-2,3 - IuruApON30MH 0T~
1-ona (490 mr, 1,5 Mmob) B JIXM (15 mun) no6asmsun Et;N (3 mmons) u anetrixiopua (156 mr, 2 MMOJTs) Tipu
0°C. [ony4eHHYIO B pe3yabTaTe PEAKIIMOHHYIO CMECh IEPEMEIINBAIH IPH KOMHATHOU TEMIIEpaType B TCUCHHE
1 9, mocne vero ee HanuBayn B 1H. HCI B muokcane (15 mi) u mpomeiBaim EtOAc (15 mnx2). ITocie Toro, kak
OPTaHUYECKUH CIIOW JEKaHTHUPOBAIN, BOJHBIN CI0# moBoamiu 1o pH Ooree 8 HACBHIIIICHHBIM BOHBIM PACTBOPOM
6uxapboHata HaTpusa. Bognsrii cioit sxctparupoBaiin EtOAc (20 mnx2), n 00beJUHEHHBIE OPTaHUIECKHUE CIION
MPOMBIBAIA PACCOJIOM, BBICYIIUBAIU HaJ 0e3BOMHBIM Na,SO,, GHIBTPOBAIN U KOHIICHTPUPOBATIH B BaKyyMe C
MOJIyYE€HUEM KeJlaeMoro mpoaykTa (228 mr, 62%) B BUJle CMECH YETBIpEX AMACTEPEOMEPOB, KOTOPYIO MOABEP-
ramu pazaeneHuio ¢ momornipio CKX (IC 250x50 mm, 5 MM, ogsrxHas (asza A: cBepxkputnieckuii CO,, B:
IPA (0,05% NH;3H,0), A:B = 60:40 nipu 140 mn/muH) ¢ nomxydenueM (+)-N-[(S umu R)-4-((R wmm S)-5-xmn0p-3-
9TUI-1-0kco-1,3-guruapon3onsaon-2-un)-6,7-guruapo-SH-[ 2 Jnupuaun-7-unlaneramuna (31 mr, npumep 342),
MC: 370,1 (M+H"), (-)-N-[(R umu S)-4-((S umu R)-5-x110p-1-0kco-1,3-auruapon3onsaon-2-umn)-6,7-mruapo-
SH-[2]mupuana-7-nn]anetamuma (35 mr, mpamep 343), MC: 370,1 (M+H"), (+)-N-[(R mmu S)-4-((R mwm S)-5-
xJ0p-3-3THi-1-0kco-1,3-muruapon3onHaon-2-mn)-6,7-muruapo-SH-[ 2 Jmupunua-7-wi|anetamuna (39 mr, npu-
Mep 344), MC: 370,1 (M+H"), u (-)-N-[(S mwmu R)-4-((S mmu R)-5-x1m0p-3-3THI-1-0Kc0-1,3 - IUTHAPOH30MHI0N-2-
1n)-6, 7-nuruapo-5SH-[2 Jmupumus-7-unanetamuna (34 mr, mpuamep 345), MC: 370,1 (M+H)).

IIpumep 346. N-[4-(5-Xmop-3-3Tmi-1-okco-1,3-Auruapon30uHa0I-2-mn)-5,6,7,8-TeTparuypon30X HHOJTHH-
8-mi|merancymbhoHAMUT

Cl

Cl
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[A] 2-(8-AmMuHO0-5,6,7,8-TeTparugpon30XuHONMUH-4-111)-5-X10p-3-0TU-2,3 - TUT U APOU30UHI0- | -OH

Cmech 5-x1510p-3-9TUi-2,3-AUruAPON30UHI0N-1-0Ha (TpomeskyTouHoe coenuHeHue A-13-1, 390 wmr, 2
MMoIb), 4-6pom-5,6,7,8-TeTparnApon30XMHOIMH-8-aMUHA (ITpOMEXyTouHoe coeaunenne B-12[A], 339 wr, 1,5
mmods), Cul (38 mr, 0,2 mmois), (1S,2S)-tuknorekcan-1,2-muamuna (45 mr, 0,4 mmois) u CsCO; (750 wmr, 4
MMOJIB) pacTBopsuti B auokcane (10 mur) u HarpeBanu npu 140°C B Teuenue 12 4. [Tocne oxnakaeHust 10 KOM-
HATHOW TeMITepaTyphl peakKIHOHHYI0 cCMeCh (GMIbTpOBaIH depe3 cioi cumukaress (0,5-1 ¢cM) U TpOMBIBAIH JTH-
3TWIOBBIM dhupoM. OOBeTMHEHHBIN GUIBTPAT KOHIIEHTPUPOBAIN B BAKyyMe C TIOIYYSHHEM CBIPOTO MPOIYKTA,
KOTOPBIH HCIIOB30BAIH B CIICLYIONISH CTa MK PeaKIny 0e3 JOMoTHUTENbHOM ounctkn. MC: 3421 (M+H").

[B] N-[4-(5-X70p-3-31U7-1-0KCO-1,3-TUTHIPOU3OUHIO0T-2-11)-5,6,7,8-TeTparu Apon30X NHOJIHH-8-
wi|MeTaHCyThhOHAMUT
cl
o .0
N A NS
o) |
N

K pactBopy 2-(8-ammu0-5,6,7,8-TeTparuapon30XuHOIHH-4-1T)-5-XJI0p-3-3TUI-2,3 - AUTUAPOU30HUHI0N- 1 -
ona (511,5 mr, 1,5 mmons) B IXM (15 mn) no6asmsmn Et;N (3 MMonb) u Metancynbdonmnxiaopun (228 mr, 2
mmods) ipu 0°C. [TonydeHHYIO B pe3yibTaTe pEeakIMOHHYI0 CMECh MIEPEMEIIHBAH P KOMHATHON TeMIIepaTy-
pe B Tedenue 1 9, mocie gero ee HanuBaym B 1H. HC1 B quokcane (15 mi) 1 npomeiBasi EtOAc (15 mix2). ITo-
CJIe TOTO KaK OPTaHWYECKHIA CIOH JIEKaHTHPOBAIU, BOJHBIN IO HoAenaynBaiy 1o pH Goyee 8 HachIIIEHHBIM
BoaHbIM pactBopoM NaHCOj;. ITocne sxctpakmuu EtOAc (20 miix2) oObennHEHHBIE OpTaHUYECKHE CJIOU TMPO-
MBIBAJIH PACCOJIOM, BRICYIIUBAIA HaJ 0e3BOIHBIM Na,SO,4, GWUIFTPOBAIN U KOHIICHTPUPOBAIH B BAKyyMe C TO-
JYYCHUEM COCIMHCHU, YKa3aHHOTO B 3aroyioBke (228 mr, 62%), B BUIE CMECH YeThIpeX nuactepeomepoB. MC:
420,1 (M+H"). 3aTem 5Ty cMech JuacTepeoMepoB MOABEpranu pasaeneHuio ¢ momouipio CIKX (IC 250x50 M,
5 MxM, oaBIKHas asza A: cBepxkputuueckuit CO,, B: IPA (0,05% NH;H,0), A:B = 60:40 npu 140 mu/mMuH) ¢
TIOTyYeHNEM YeTHIpEX HHANBHAYaTbHBIX AHacTepeoMepoB (mpumMepsl 347, 348, 349 u 350). MC: 420,1 (M+H").

HassaHue/CTpykTypa coefuHeHus 3Hak
OMNTUYECKOrO

MC (M+H)" BpaLLieHUst

Mpumep

N-[(R wunu S)-4-((R nnu S)-5-Xnop-3-atun-
1-0kco-1,3-aUrnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxmHonunH-8-unl-
MeTaHcynboHammg

Cl

347

o |®
I
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N-[(S nnu R)-4-((S nnu R)-5-Xnop-3-atun-
1-okco-1,3-Anrna po-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-u3oxXnHonuH-8-unj-
MeTaHcynboHamna

(o]

R .
ﬂ )

348

N R "'a/,N/ﬁ\
| H o
P
N
420,1
N-[(S nnn R)-4-((R unu S)-5-Xnop-3-3Tun-
1-0kco-1,3-4Urnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnipo-n3oxXnHonuH-8-unj-
MeTaHCynboHammy,

Cl

"

349

4201
N-[(R nnu S)-4-((S nnu R)-5-Xnop-3-3Tun-
1-0kco-1,3-a4Mrnapo-n3oMHAoN-2-un)-
5,6,7,8-TeTparnipo-n3oxXnHonuH-8-unj-
MeTaHcynbdoHaMnA

Cl
ST~ ©)
i
N e N/ﬁ\
4 | H O
P
N

420,1

[TpuBeneHHbIC HIKE COSAMHEHNUS, IEPEUNCIIeHHbIC B Ta0J. 11, ObLIM MOJTyYEHBI 110 aHAIIOTHH C METOJIAMH,
OTIMICAHHBIMH JUTSI TIOJTydeHus: mpumMepoB 342-345 wmu npumepoB 347-350, UCmonb3yst COOTBETCTBYIOITUE HC-
XOJIHBIE BEIIECTBA.

350
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Ta6umma 11

Mpumep

HassaHne/CTpyKTypa coefuHeHus
MC (M+H)*

3Hak
ONTUYECKOTO
BpaLyeHus

MC
(M+8)

351

N-[(S unn R)-4-((S nnun R)-5-Xnop-3-atunn-
1-0kco-1,3-4Urnapo-n3onnHaon-2-un)-
5,6,7,8-TeTparnpo-n3oxXmHonuH-8-nnj-
nponuoHamMung

[o]]
)
R 0
N R ""’/N )‘k/
H
o} | =
N

398,1

H.O.

352

N-[(S nnn R)-4-((R vnu S)-5-Xnop-3-3tun-
1-okco-1,3-aMrngpo-n3onHaon-2-un)-
5,6,7,8-TeTparnpo-n3oxXmHonuH-8-nnj-
nponvoHamug,

cl
0
| H
o z
N

3981

H.O.

353

N-[(R nnun 8)-4-((S vnun R)-5-Xnop-3-atun-
1-0Kkco-1,3-aMrnapo-n3onHAon-2-un)-
5,6,7,8-TeTparngpo-n3oxmHonuH-8-unj-
nponvoHamug,

cl
)
o 0
N N NJJ\/
| H
o .
N

3981

H.O.
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354

N-[(R nnu S)-4-((R unwn S)-5-Xnop-3-3tun-
1-0Kkco-1,3-aurnapo-nsonHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxmHonmH-8-unj-
nponMoHamma

C

H.O.

355

N-[(S unn R)-4-((R nnu S)-5-Xnop-3-atun-
1-0kco-1,3-aurnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxXmHonuH-8-nnj-
ayerammg,

cl
(o]
O
| H
0 =
N

3841

Q)

356

N-[(S nnn R)-4-((S nnun R)-5-Xnop-3-atun-
1-0kco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHonuH-8-mnj-
auetamua

cl
)
o o)
OB
| H
o p
N

384,1

¢
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357

N-[(R nnu S)-4-((S nnu R)-5-Xnop-3-atun-
1-0kco-1,3-aMrnapo-nsonHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxmHonmH-8-unnj-
auetamua

c|
)

A“ O

N M
= N

| H
0 =

N

384,1

*)

358

N-[(R nnu S)-4-((R vinu S)-5-Xnop-3-atun-
1-0kco-1,3-aurnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxXmHonuH-8-nnj-
aueTamua

c
o)
N AN A
H
L
N

384,1

*)

359

N-[(R nnun 8)-4-((S nnu R)-5-Xnop-3-meTtun-
1-0kco-1,3-aurnapo-n3onHaon-2-un)-
5,6,7,8-TeTparnapo-n3oxXMHonuH-8-unj-
nponvoHamug,

Cl

™
S
-"\\

A

N
o =
N

Iz

384,3

*)
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N-[(S vnn R)-4-((R unu S)-5-Xnop-3-metnn-
1-0kco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHonuH-8-umnj-

nponvoHamug,
cl
o
@ )
N XN -“"’NJ\/
| H
0 P
N
384,3
N-[(R unu S)-4-((R nnm S)-5-Xnop-3-metun-
1-0kco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHonuH-8-mnj-
nponvoHamug,
Cl
Q *)
N e N/ﬁ\/
| H
o z
N
384,3
N-[(S unn R)-4-((S nnu R)-5-Xnop-3-meTtun-
1-okco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHonuH-8-mnj-
nponvoHamug,
Cl
N
8 _.\“\\\ (')
N = ""”Ni/
H
0 Z
N
384,3
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N-[(S vnn R)-4-((R unu S)-5-Xnop-3-metnn-
1-0kco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnapo-n3oxmHonuH-8-mnj-

auetamug
Cl
(a2}
ot 0 )
WL
| H
o P
N
370,2
N-[(R nnmn S)-4-((R nnun S)-5-Xnop-3-metun-
1-0kco-1,3-aurngpo-n3onHaon-2-mn)-
5,6,7,8-TeTparnpo-n3oxmHonuH-8-mnj-
auetamua
Cl
<
& /ﬁ\ ()
N
= N
| H
0 =
N
370,2
N-[(S wnn R)-4-((S nnu R)-5-Xnop-3-meTtun-
1-0Kkco-1,3-aMrnapo-n3onHAon-2-un)-
5,6,7,8-TeTparnapo-n3oxXmHonuH-8-mnj-
ayerammg,
Cl
[To]
8 o )
WAL
H
0 =
N
370,2
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366

N-[(R vinn S)-4-((S nnu R)-5-Xnop-3-metnn-
1-0kco-1,3-aurngpo-n3onHaon-2-un)-
5,6,7,8-TeTparnipo-n3oxmHonuH-8-unj-
auetamuj

cl
o
N J\
\ N
H
0 =
N

370,2

*)

367

N-[(S unn R)-4-((R wnn S)-5-Xnop-3-atun-
1-okco-1,3-anMrngpo-nsonHaon-2-nny-6,7-
aurngpo-5SH-[2lnupngnH-7-munj-
MeTaHCynboHaMung

Cl

4061

*+)

368

N-[(R nnmn S)-4-((S nnu R)-5-Xnop-3-atun-
1-okco-1,3-aurngpo-nsonHaon-2-un)-6,7-
avrnapo-5H-[2lnnpmuavH-7-uni-
MeTaHcynbgoHammng,

¢)
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369

N-[(R nrm S)-4-((R nnu S)-5-Xnop-3-aT1un-
1-okco-1,3-aurngpo-nsonHaon-2-nn)-6,7-
aurngpo-5H-[2lnupngnH-7-unj-
MeTaHCynboHaMunsa

Cl

406,1

(+)

370

N-[(S unu R)-4-((S nnu R)-5-Xnop-3-atun-
1-okco-1,3-aurngpo-usonHaon-2-un)-6,7-
avrnapo-5H-[2lnupnavH-7-uni-
MeTaHcynbgoHammng,

¢)

371

N-[(S unn R)-4-((S nnn R)-5-Xnop-3-
yukronponun-1-okco-1,3-aurungpo-
nsounHgon-2-un)-5,6,7,8-tetparngpo-
N3OXMHONWH-8-un]-auetamug

C|

\\\\\Z
~ 0
PO

(T

H
o o
N

396,1
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372

N-[(R unun S)-4-((R unun S)-5-Xnop-3-
ymknonponun-1-okco-1,3-gurnapo-
nsouHgon-2-un)-5,6,7,8-tetparngpo-
W30XMHONWH-8-unl-auetamug,

C
o)
I H
o p
N

396,1

*)

373

N-[(S unn R)-4-((R vnu S)-5-Xnop-3-
yuknonponun-1-okco-1,3-gurnapo-
nsomnnHgon-2-un)-5,6,7,8-tetparngpo-
MN30XMHONUH-8-un]-auetamuy

cl
Qﬂ S5
| H
o L
N

396,1

*)

374

N-[(R nnu S)-4-((S vnn R)-5-Xnop-3-
yuknonponun-1-okco-1,3-aurngpo-
nsounnHgon-2-un)-5,6,7,8-tetparngpo-
M30XMHONUH-8-unj-ayetamma
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N-[(R nnun S)-4-((S unn R)-5-Xnop-3-metun-
1-okco-1,3-aurngpo-nsonHgon-2-nn)-6,7-
avrnapo-5H-[2lnupuauvH-7-unl-
nponvoHamug

Cl
__0‘\\\ O%/ (')
N O u
s L
N

3701
N-[(R unu S)-4-((R nnun S)-5-Xnop-3-metun-
1-0kco-1,3-anrngpo-n3onHaon-2-nn)-6,7-
avrnapo-5H-[2lnnpnavH-7-unl-

375

nponvMoHammg
C
©
5 O)\/ *)
N e ”
§
N
370,1

N-[(S nnu R)-4-((R nnun S)-5-Xnop-3-metun-
1-okco-1,3-anrngpo-ns3onHaon-2-nn)-6,7-
avrnapo-5H-[2lnupnanH-7-unl-

nponuoHamung
Cl
INg Q
I *)
N
N SN b
(0] | .
N
3701

N-[(S unn R)-4-((S unn R)-5-Xnop-3-metun-
1-0kco-1,3-aurugpo-nsonHgon-2-nn)-6,7-
aurnapo-5H-[2lnupuavH-7-un)-
nponvoHamug

C
"»\/ )
N "ln,N
D
o} =
N

370,1
[IpuBenecHHBIC HIDKE COCTMHEHNS, IEpEUHCICHHBIE B Tab. 12, ObUIM MOTyYeHBI 10 aHAJIOTHH C METOAOM,
OTIMCaHHBIM [T oNy4eHus npumepa 140, HCroiap3ys COOTBETCTBYIOIINE HCXOIHBIC BEIIECTRA.

378
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Tabiuuma 12
3 | HassaHue/CTpykTypa coeanHeHs
= . McxoaHble Beljectsa
3 MC (M+H)
C
5-Xnop-3,3-aumetun-2-(5-
nupason-1-unveTun-NnupuanH-3-
un)-2,3-aMrnapo-n3onHaon-1-ox 5-Xr10p-2-(5-XnopmMeTun-
] nMpuanH-3-un)-3,3-
> AnmeTtun-2,3-4urnapo-
5 M30MHA,01-1-0H
(npomexyToyHoe
N. N, | coegnHerve A-12-1) n 1H-
| oS D nupason
(o] P S
N
353,1
2-[5-(3-AMyHO-nupason-1-
UNMETUN)-NUPUANH-3-unl-5-xnop-
3,3-anmeTun-2,3-aurngpo- 5-Xnop-2-(5-xnopmeTun-
nsounHaon-1-oH
c nmpuanH-3-un)-3,3-
o anmeTun-2,3-aurngpo-
9 n3ounHgon-1-oH
(npomexyTouHoe
N x N,N\ coeguHeHne A-12-1) n 3-
| L>’NH2 amuHonupason
(o] = =
N
368,2
5-Xnop-3,3-gumetnn-2-{5-[(1H-
nupason-3-nnammnHo)-meTunj-
nupuauH-3-un}-2,3-aurngpo-
N30MHAON-1-0H 5-Xnop-2-(5-xnopmeTtun-
al nmpuanH-3-un)-3,3-
- aAumeTun-2,3-a4mrnapo-
Q M30UHA0M-1-0H
n—NH
| (NpomeskyTovHoe
N N /| coepuHenne A-12-1) n 3-
| N amuHonmpason
o >z
N
368,2
2-[5-(3-AMuHo-nupason-1-
MNMETUN)-NUPUANH-3-unl-6-xnop-
3,4-anrnapo-2H-n30XMHONMH-1-0H | 6-Xnop-2-(5-xnopmeTun-
~ al nmpnanH-3-un)-3,4-
® ANrMapPo-2H-N30XMHOMUH-
N ™ N . 1-oH (npumep140 [A]) u 3-
! U\Q’ * | amuHonupason
N
354,0
2-Xnop-7,7-aumeTnn-6-{5-[(1H-
nupason-3-unammnHo)-meTun]-
nMpuAnH-3-un}-6,7-aurngpo-
nuppono[3,4-bJnupnamnH-5-oH 2-Xnop-6-(5-xnopmetun-
nMPUAWNH-3-un)-7,7-
& ;"H AUMeTUn-6,7-gurnapo-
2 ==N nupponol[3,4-blnnpnanH-5-
] NH OH (npomexxyTouHoe
cl N - coeauHeHne A-16-1) n 3-
N N amuHonupason
~ \_/
[¢]
369,1
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2-Metokeu-7,7-aumeTnn-6-{5-
[(1H-nnpason-3-unammHo)-
MeTUnM]-NupuAnH-3-un}-6,7-
Avrnapo-nuppono[3,4-blnupnant-

6-(5-XnopmeTun-nmpuanH-
3-un)-2-meToKeu-7,7-

5-0H AUMETUN-6,7-amurngpo-
3 " nupponol[3,4-blnnpuanH-5-
™ é N OH (npomexxyTo4Hoe
AN — =N | coepurenve A-17-1) n 3-
| - N N/ -NH | amuHonupason
o}
365,2
2-01okeu-7,7-gumetnn-6-{5-[(1H-
nupason-3-unammHo)-meTun]-
nPUANH-3-nn}-6,7-aurngpo-
n|/|ppor|o[3,4-b]n|/|p|/|,q|/|H-5-0|:4 6-(5-XTIOPMETUN-NAPUAMH-
N 3-un)-2-aTokeu-7,7-
© \ /| | AaumeTvn-6,7-aurngpo-
9 nupponol[3,4-blnnpuanH-5-
\ NH OH (NpomexxyToyHoe
O N — coeanHeHne A-18-1) u 3-
| P A N/ amuHonunpason
e}
379,2
6'-Xnop-2'-{5-[(1H-nupa3on-3-
UNaMMHO)MEeTUN]NMPUAUH-3-
unjcnupo[uuknonponax-1,1'-
nsounHaon]-3'(2'H)-oH 6'-Xnop-2'-(5-
Z NH (xnopmeTun)nupuanH-3-
© ,_N/ mn)cnupo[uuknonponax-
Q 1,1'-nsonnHgonuH]-3'-oH
NH (NMpoMesxyTouHoe
cl = coeguHeHne A-22-1) n 3-
N \ N/ amMuHonupasorn
o}
366,2
OTaHcynbOHOBOW KUCNOTbI [5-(6-
xnop-1,1-gumeTun-3-okco-1,3-
AWUMMAPO-N3OUHAON-2-1n)- 5-Xn0p-2-(5-XIOpMeTUn-
nMpUANH-3-unveTunl-ammg AMPNANH-3-1n)-3,3-
<l AMMETUN-2,3-AUrNAPO-
5 M30UHA0M-1-0H
] 0 (npomexxyTouHoe
1} g/\\ coeguHenne A-12-1) u
S N 3TaHCynbgOHOBOM
4 | P H O KUCINOTbI amug
N
394,1
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OTaHcynbgpoHOBOW KMCNOThI [5-(6-
dpTop-1,1-aumeTun-3-okco-1,3-
AUMMAPO-N3ONHAON-2-UIT)-
NUPUANH-3-UnmeTun]-ammg

-n

2-(5-XnopmeTun-nmpuanH-
3-un)-5-cbTop-3,3-
AnmeTun-2,3-4urnapo-

3 M30MHA,01M-1-0H
© o (npomexxyTouHoe
\ g/‘\ coeavHeHe A-19-1) u
A N7 3TaHCynbOHOBOWN
8 | P H 0O KMCNOTbI amug,
N
378,1
OTaHcynbdoHoBOW KMCNOThI [5-(6-
ynaHo-1,1-aumeTtun-3-okco-1,3-
LUMMAPO-N30MHAO0N-2-UN)- 2-(5-XnopmMeTun-nmpuanH-
NMPUANH-3-nNvMeTun]-amma 3-un)-3,3-aumeTnn-1-okco-
N= 2,3-anrngpo-1H-n3onHaon-
2 5-kapboHuTpUn
© o (npomexxyTouHoe
. -~ | coegnnerne A- 21-1) u
= N\ 3TaHCYMNbMOHOBOM
! \"\/J/\” © KMCNOTbI aMung
N
385,1
OTaHcynbdhoHoBOW KMCNoThI [5-((S
unu R)-5-xnop-3-atun-1-okco-1,3-
AUINAPO-U30NHAOM-2-U1T)- (S wnm  R)-5-Xnop-2-(5-
NMPUANH-3-unmeTunn]-ammg XTOPMETUI-MMPUANH-3-
< un)-3-atun-2,3amrngpo-
S — M30MHA,01M-1-0H
© 0 (npomexyTouHoe
u g/\ coeavHeHne A-13-3) u
= NTW 3TaHCynbOHOBOW
o l P H O KMCINOTbI aMug,
N
3941
N-[5-(6-Xnop-1,1-gumeTnn-3-
0oKco-1,3-aUrnapo-n3onHaon-2-
1n)-NUPUANH-3-UNMeTnn]-
MeTaHcynbMoHamug 5-Xnop-2-(5-xnopmeTtun-
cl nmpuanH-3-un)-3,3-
AnmeTun-2,3-4urnapo-
é M30UHAO0N-1-OH
ﬁ . (npomexxyTouHoe
N P coeauHeHne A-12-1) un
\(\j/\u Y | merancynbdhonamma
0 >
N
380,1
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N-[5-(6-Xnop-1,1-aumeTnn-3-
0KCO-1,3-aUrnapo-n3onHAomn-2-
un)-nupuamnH-3-unmetun]-N-
MeTUN-MeTaHcynbMoHammg

5-Xnop-2-(5-xnopmeTtnn-
nMpuanH-3-un)-3,3-
AnmeTtun-2,3-4urnapo-

Cl
o M30UHA0N-1-OH
] a (NpomexyTouHoe
[l | coeanHeHne A-12-1) n N-
N R N/S\\ METUN-METAHCYNb(OHOBON
B | | © |w1cnote ammg
/
N
394,1
N-{[5-(6'-PTOP-3'"-
okcocnupo[yuknonponax-1,1'-
n3ouHgon]-2'(3'H)-nn)nmpngmn-3- 2.(5
mnlmMeTun}atTaHcynboHammng (XMOPMETHN) IMPUZNH-3-
F un)-6'-
i dTopcnupo[ymknonponaH-
1] ﬁ 1,1'-n3onHA0NNH]-3'-0oH
u 5/\ (NpomexxyTouHoe
= N7 coeauHeHne A-23-1) wu
o I P H © 3TaHcynbgoHaMug
N
376,1
N-{[5-(6'-®PTOpP-3'-
okcocnupo[yuknonponax-1,1'-
n3ouHgon]-2'(3'H)-nn)nmpngmt-3- 2.5
wnimetun}-N- (XnopmeTtun)nupuamnH-3-
METUN3TaHCynboHaMus, nn)-6'-
< F cbTOopCIMPO[LMKNONpONaH-
2 1,1'-n30MHAONNH]-3'-OH
0 (npomexyTouHoe
: Ni ~| coeanHerne A-23-1) n
= N7 3TaHCyrNb(OHOBOM
4 I P H O KMCFOTbI METURaMMA
N
390,1
OTaHcynboHoBOW KUCMOTHI [5-(6-
xnop-1,1-gumeTnn-3-okco-1,3-
AUMNAPO-N30MHAONM-2-1n)- 5-X110p-2-(5-XnopMeTvn-
NMPNAUH-3-UNMETUN]-METUN-aMUA | nypuguH-3-un)-3,3-
¢l AUMETUN-2,3-JUrnapo-
0 M30MHA,01-1-0H
© o (NpomexxyTouHoe
\ g/‘\ coeguHene A-12-1) u
= N R 3TaHCynbOHOBON
] | P | © KMCINOTbl METUNaMna
N
408,1

- 190 -




035454

N-{[5-(6'-Xnop-3'-
okcocnupo[uuknonponax-1,1'-
n3ounHgon]-2'(3'H)-un)nupnan-3-

unmeTnnponaHammg 6'-Xnop-2'-(5-
0 (xnopmeTnn)nupuanH-3-
>_\ mn)cnupo[yuknonponax-
(o}
o N 1,1'-n3omHgoNnH]-3"-0H
a _ (npomexxyTouHoe
coeguHeHne A-22-1) u
NN N/ nponMoHaMug,
o]
356,1
N-[5-(6-Xnop-1,1-gumeTun-3-
0KCO-1,3-aMrnapo-m3onHaon-2-
nn)-nMpuAnH-3-unmeTun]-
NponMoHamug, 5-Xnop-2-(5-xnopmeTun-
0 nmpuanH-3-un)-3,3-
~ >_\ anmeTun-2,3-aurngpo-
2 NH 130MHA0N-1-0H
al (npomexxyTouHoe
- coeguHenne A-12-1) u
\ N/ nponvoHammna
o]
358,1
N-[5-(6-PTOpP-1,1-AUMETUN-3-
0oKco-1,3-aMrnapo-m3onHaon-2-
1n)-nMpuAnH-3-unmeTtun]-
NPONMOHaMIE 2-(5-XnopmeTun-nmpuanH-
o 3-un)-5-pTop-3,3-
© AnmeTun-2,3-a4Mrnapo-
2 >_\ U30MHAOM-1-0H
NH (npomexyTouHoe
F — coeavHenne A-19-1) nu
N \ 7/ nponvoHamuna
N
o]
342,1
N-[5-((S unn R)-5-Xnop-3-atun-1-
okco-1,3-aurngpo-m3onHgon-2-
nn)-nMpUAnH-3-nnmeTun]-
nponvoHammg, (8 wmn  R)-5-Xnop-2-(5-
o XNOPMETUN-NMPUANH-3-
> un)-3-aTun-2,3-aurngpo-
2 S N3ouHaon-1-oH
1 o (npomexyTouHoe
N )K/ coeauHeHne A-13-3) u
l = H nponuoHammg
o P
N
358,1
N-[5-(6-Xnop-1,1-gumeTnn-3-
oKkco-1,3-aMrnapo-m3onHaon-2-
nn)-nMpUAnH-3-unmeTun]-
aueramma 5-Xnop-2-(5-xnopmetuns-
Q nmpuanH-3-un)-3,3-
o aumeTun-2,3-aurnapo-
=] NH M30MHA0N-1-0H
cl (npomexxyTouHoe
- coeavHeHne A-12-1) nu
W aletamug
o]
3441
N-{[5-(5'-®TOp-3'-
okcocnupo[uuknonponan-1,1'-
n3ounHgon]-2'(3'H)-un)nnupnann-3-
urlmeTunimeTaHcynbgoHamug, | 2-(5-
(XnopmeTtun)nupuamn-3-
Q \
i un)-6'-
S 0=/S‘ hropcnupolumknonponaH-
< NH 1,1'-n3omHA0NMH]-3"-0H
— (NnpomexkyTovHoe
N coeavHeHne A-24-1)
. \ N/ MeTaHcynboHammg
o]
362,1

- 191 -




035454

N-[5-(6-UnaHo-1,1-gumeTnn-3-
oKCO-1,3-AUrngpo-n3onHaon-2-
Wn)-NMpUANH-3-MnmMeTun]-

MeTaHCyrnb(poHaM1A 2-(5-XnopmMeTUn-NMpuanH-
o) 3-1n)-3,3-anumeTnn-1-okco-
~ 3 —0| 2,3-aurngpo-1H-nsonHaon-
Q N 5-kapBOHNUTPUN
(NpomeXyTouHoe
- coeguHeHne A-21-1) wu
N N/ METaHCyNboHaMU,
o]
3711
N-[5-(6-PTOpP-1,1-AUMETMN-3-
0KCo-1,3-4UrnMapo-n3onHAomM-2-
Wn)-NMpUANH-3-MnMeTun]-
MeTaHcynbgoHamMmg 2-(5-XnopmeTun-nmpuanH-
o 3-mn)-5-dpTop-3,3-
" \\s AUMETUN-2,3-4Urnapo-
Q Wi Jo | usonHaon-1-ok
E (NpomexyTouHoe
— coeguHeHne A-19-1) wu
N \ N/ MeTaHCynbMoHamMua
0
364,4
N-{[5-(6'-dTOpP-3'"-
okcocnupo[yuknonponax-1,1'-
n3oungon]-2'(3'H)-nn)nmpmamnH-3-
unlmeTuniMeTaHcynboHammng, 2-(5-
(XnopmeTun)nupuamnH-3-
~ A2 | vn)-6-
3 S\\o dpropcnnpo[umknonponas-
< NH 1,1'-M30MHA0NNH]-3'"-
F = OH(NPOMEKYTOUHOE
N \ coeguHeHne A-23-1) wu
N MeTaHcynbgoHamma
o]
362,0
N-[5-((S unu R)-5-Xnop-1-atun-3-
0KCO-1,3-4UrnMapo-N3onHLomM-2-
Wn)-NMpUANH-3-MnMeTun]- (S wmm  R)-5-Xrop-2-(5-
MeTaHcynbgoHamms XMOPMETUN-NNPUANH-3-
© vn)-3-3atun-2,3-aurnapo-
Q al S~ N30UHA0M-1-0H
N 2 (NpomexyTouHoe
N = N/S\ coeanHenve A-13-3) "
o | P H MeTaHcynbdoHaMug,
N
380,1
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N-[5-(5-PTOpP-1,1-AUMETINN-3-
okco-1,3-aurngpo-msonHaon-2-
nn)-NMpUAnH-3-unmeTtun]-

2-(5-XnopmeTun-nmpuanH-

MeTaHcynboHamug 3-n)-6-cbTop-3,3-
© anmeTun-2,3-amrnapo-
o F o | nsoungon-1-ox
< oLy
N o (npomexxyTouHoe
I\ u coeguHeHne A-20-1) w
0 P MeTaHcynboHamng,
N
364,4
N-[5-((R vnu S)-5-Xnop-1-3tun-3-
oKkco-1,3-aMrnapo-m3onHaon-2-
nn)-NMPUANKH-3-unveTun]- (R wnm  S)-5-Xnop-2-(5-
MeTaHCynboHamMAs XFIOPMETUN-ANPUANH-3-
~ un)-3-aTun-2,3-aurngpo-
o Cl Mn30oMHaonN-1-oH
< o ©
N \\S// (NpomexxyTouHoe
S N~ | coeanHeHne A-13-4) 7]
o | _ H MeTaHCynboHammg
N
380,1
N-[5-(5-Xnop-1,1-gumeTmn-3-
0KCO-1,3-4Urnapo-n3onHaon-2-
nn)-NMPUANKH-3-unmetunl- 6-Xnop-2-(5-xnopmetun-
MeTaHcynboHamMug, nmpnanH-3-un)-3,3-
© anmeTtun-2,3-amrnapo-
Q o o M30MHAON-1-OH
N >5/\ (NpomexxyTouHoe
cl l\ N coeguHeHne A-25-1) nu
¢ > MeTaHcynboHamug,
N
380,1
5-Xnop-2-[5-(1,1-anokco-1A6-
V30TUA30NNANH-2-UNMETUI)-
nMpUAnH-3-un-3,3-anmeTnn-2,3- | 5-Xnop-2-(5-xnopmetun-
AWUTVAPO-N30NHAON-1-0H nMpuanH-3-un)-3,3-
aAnmeTun-2,3-aMrnapo-
o ,\/j n3ouHaon-1-oH
< cl — s (npomexxyTouHoe
N 07 %y | coeamHenne A-12-1) u
\ N/ M30TUas3onuauH 1,1-
X auokcng
406,1
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5-Xnop-3,3-gumetnn-2-[5-(2-okco-
nunepuaunH-1-uNMeTun)-NMPULNH-
3-un}-2,3-anrnapo-n3onHaon-1-ox

5-Xnop-2-(5-xnopmeTtun-

MMPUAUH-

o b 3-un)-3,3-gumeTnn-2,3-
A AUrMAPO-N3ONHAONM-1-OH
cl == (npomexxyTouHoe

N \ 7 coeavHeHne A-12-1) "

N nuNepuAnH-2-oH
o]
384,0
5-Xnop-3,3-gumeTun-2-[5-(2-okco-
MMKUAa3onuanH-1-unmeTun)-
nupnaunH-3-unj-2,3-gurngpo-
M3ouHAon-1-0H 5-Xnop-2-(5-xnopmeTtun-
Q MMPUAUH-

- )\\ 3-vn)-3,3-gumeTnn-2,3-
3 v | avrnapo-usonngon-1-on
cl (npomexxyTouHoe

N - coeanHenne A-12-1)
N\ N/ VMG A30TUGUH-2-OH
c
371,2
5-Xnop-3,3-gumetnn-2-[5-(2-okco-
OKCa3onuamnH-3-unmeTun)-
nupnaunH-3-unj-2,3-gurngpo-
M3OMHAOM-1-OH 5-Xnop-2-(5-xnopmeTun-
¢} NUPUANH-
~ >\ 3-vn)-3,3-gumeTnn-2,3-
hn N\/T AWML PO-N3OMHAON-1-0H
cl (npomexxyTouHoe
. _ coeguHeHne  A-12-1) u
\ N/ OKCa30MMANH-2-OH
0
372,2
5-Xnop-3,3-agumetnn-2-[5-(2-okco-
nupponnauH-1-unmeTun)-
nupnaunH-3-unj-2,3-gurngpo-
u3ouHAon-1-0H 5-Xrnop-2-(5-xnopmeTun-
Q NMPUAUH-

@ é 3-un)-3,3-gumeTun-2,3-
hy N AUMMAPO-N3OUHAOM-1-0H
al (npomexyTouHoe
N - coeavHenne  A-12-1) n

\ N/ OKCa30MMANH-2-OH
o]
370,1
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5-Xnop-3,3-gumeTtun-2-[5-(3-
METUI-2-0KCO-UMUAa30nNuanH-1-
nnMeTun)-NnpuanH-3-nnj-2,3-
AUrNLPO-U30MHAON-1-0H

5-Xnop-3,3-aumeTun-2,3-
AUrMAPO-U30UHA0N-1-0H

) (NnpomexxyTouHoe
< coeauHeHne A-12-1) n 1-
METUN-UMNAa30NUANH-2-
OO
385,1
5-Xnop-2-[5-(1,1-anokco-1A6-
[1,2]TnasuHaH-2-unmeTnn)-
nmpuanH-3-unl-3,3-gumeTnn-2,3-
AUTNAPO-U30UHAOrM-1-0H 5-X110p-2-(5-XropMeTur-
o nMpUanH-
© o=é/ 3-un)-3,3-AumeTnn-2,3-
h O ANrngpo-n3onHaon-1-ox
e (NnpomexxyTouHoe
- coeauHeHne A-12-1) wun
N \ N/ [1,2]tnasuHan-1,1-auokeng,
o]
420,2
5-Xnop-2-[5-(3-nsonponumn-2-okco-
NMUAa30nNnAnH-1-munmeTun)-
nmpuanH-3-unj-3,3-gumetun-2,3-
AMMULPO-U3OMHAON-1-0H 5-Xrop-2-(5-xr1opMeTun-
o NUPUANH-
)\ 3-un)-3,3-AumeTnn-2,3-
© N\) AUMAPO-N30UHA0I-1-0H
< — (NpomexxyTouHoe
N{{ coeauHeHne A-12-1) n 1-
N n3onponun-

3851

MMWA,a30MNANH-2-0H

[IpuBenecHHBIC HIDKE COCTMHEHUS, IEpeUHCIeHHbIEe B Tabm. 13, ObUIM MOTydeHBI IO aHAJIOTHH C METOIOM,
OTIMCaHHBIM IS MTONy4YeHHs mpuMepa 229, UCroab3ys COOTBETCTBYIOIINE NCXOMHBIEC BEIIECTBA, KOTOPHIE MOIY-
YeHBI, KaK YKa3aHO B METO/Ie, OFICAHHOM ISl TIOJTyYeHHSI IPIMepa 7, WK 10 OJIM3KOM aHAJIOTHH C HHAM.
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Tabauma 13
& HassaHne/CTpykTypa coefuHeHns
s McxopHble BelecTsa
3 MC (M+H)*
C

6-Xnop-2-[5-(1,5-gumeTnn-1H-

nmMugason-4-un)-nupnand-3-unj-3,4-

AV Po-2H-M30XMHOMMH-1-0H 2-(5-bpom-nnpraiH-3-
un)-6-xnop-3,4-
aurngpo-2H-

~ WN30XUHOMMH-1-0OH
A (npyumep 7) wn  1,5-

cl N/
\CQ“\(\],EN/>

353,1

aumeTtun-4-(4,4,5,5-
TeTpameTun-
[1,3,2]anokcaboponah-
2-un)-1H-umngason

5-Xnop-3,3-gumeTtun-2-[5-(2-metun-2H-
nupason-3-un)-nupuamnH-3-unj-2,3-
AUrMAPO-N30UHAON-1-0H

Cl

2-(5-Bpom-nnpnaunH-3-
un)-5-xnop-3,3-
aumeTtun-2,3-aurnapo-

Cl N{-l
o] | P
N

339,1

© nsomHaon-1-on umn 1-
~ I N meTun-5-(4,4,5,5-
N /N TeTpameTun-
NS N [1,3,2]anokcaboponaH-
3 | \ 2-un)-1H-nnpason
=
N
353,1
6-Xnop-2-[5-(3-meTtun-1H-nupason-4-
vn)-nupunaun-3-un)-3,4-gurnapo-2H-

N30XUHOMMWH-1-0H 2-(5-Bpom-nupuan-3-
un)-6-xnop-3,4-
anrnapo-2H-

> WN30XWHOMWH-1-0H
A (npumep 7) n 3-metun-

4-(4,4,5,5-
TeTpameTun-
[1,3,2]anokcaboponaH-
2-un)-1H-nnpason
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6-Xnop-2-[5-(4-meTnn-2H-nnpason-3-
un)-nupuamnH-3-un)-3,4-aurngpo-2H-
WN30XUHOMWH-1-0H

2-(5-Bpom-nnpnaunH-3-
nn)-6-xnop-3,4-
aurnapo-2H-
WN30XWUHOMWH-1-OH

ci
§ | N N | (fpuwvep 7) n 4-metun-
N e N 5-(4,4,55-
l H TeTpameTun-
e} = [1,3,2]anokcaboponan-
N 2-un)-1H-nnpason
339,2
6-Xnop-2-[5-(4-xnop-2-meTunn-2H-
nupason-3-un)-nupuamnH-3-unj-3,4- 2-(5-Bpom-NupuanH-3-
anrnapo-2H-n3oxXMHONNH-1-oH un)-6-xnop-3,4-
avrnapo-2H-
| ¢ cl N30XUHOMNMH-1-OH
§ | \N (npumep 7) U 4-xnop-
N N N/ 1-meTtun-5-(4,4,5,5-
l \ TeTpameTun-
0 P [1,3,2]anokcaboponan-
N 2-un)-1H-nupason
3731
6-Xnop-2-[5-(2,5-aumeTnn-2H-nupason-
3-un)-nnpnaun-3-unj-3,4-gurngpo-2H- 2-(5-BpOM-INpUAIH-3-
N30XMHOMWH-1-OH 1n)-6-xop-3,4-
aurnapo-2H-
N cl WN30XUHOMWH-1-0H
§ l \N (npumep 7) n 1,3-
N Ve anmetun-5-(4,4,5,5-
| = "i TeTpameTun-
o P [1,3,2]anokcaboponaH-
N 2-un)-1H-nupason
353,1
6-Xnop-2-[5-(1,5-gumeTnn-1H-nupason-
4-un)-nnpuamnd-3-unj-3,4-aurugpo-2H- | 2-(5-Bpom-nmpnamH-3-
WN30XUHOMNWNH-1-0H nn)-6-xnop-3,4-
aurngpo-2H-
- MN30XMHOMNWH-1-0H
q (npyumep  7) n  1,5-

Cl __,N
\N
N _
Y
0] P
N

353,1

aumeTtun-4-(4,4,5,5-
TeTpameTun-
[1,3,2]anokcaboponan-
2-un)-1H-nnpason
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6-Xnop-2-[4-xnop-5-(2-metun-2H-
nupason-3-un)-nupuamnH-3-unj-3,4-
Avrngpo-2H-n3oxXMHONnH-1-oH

2-(5-bpom-4-xrop-
NUPUAWH-3-1n)-6-
xrnop-3,4-gurngpo-2H-

Cl
g | I N\ U3OXUHOMWH-1-0H 1 1-
~ N N | metun-5-(4,4,5,5-
X N TeTpameTun-
I \ [1,3,2]anokcaboponan-
0 N/ 2-un)-1H-nupason
3731
2-Xnop-7,7-gumetnn-6-[5-(2-metun-2H-
nupason-3-un)-nupuamnH-3-unl-6,7-
aurnapo-nunppono[3,4-bjnupmnaunn-5-ox 6-(5-BpoM-NMpHAH-3-
Cl nn)-2-xnop-7,7-
—N AumeTun-6,7-aurnapo-
© nuppono[3,4-
N blnupnanH-5-on un 1-
Y1\ 7 [N\ | memnn5-(4455
N N N/ TeTpameTun-
| \ [1,3,2]anokcaboponan-
0o _ 2-un)-1H-nnpason
N
354,1
2-MeTtokeun-7,7-gumeTun-6-[5-(2-metun-
2H-nnpason-3-un)-nupuanH-3-unl-6,7-
auvrnapo-nunppono[3,4-bjnupmnaunn-5-ox
/ 6-(5-bpom-nupuanH-3-
o nn)-2-MeToKeu-7,7-
AumeTun-6,7-aurnapo-
© —N nuppono[3,4-
Y blnnpugnH-5-on n 1-
N\ / N\ | metun-5-(4,4,55-
N I /N TeTpameTun-
X N [1,3,2]avokcaboponah-
‘ \ 2-un)-1H-nupason
C =
N
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5-Xnop-2-[5-(4-xnop-2-metun-2H-
nupason-3-un)-nnpuaunH-3-unl-3,3-
AumeTuUn-2,3-4Urnapo-n3onHaon-1-oxH
cl 2-(5-Bpom-nnpugnH-3-
un)-5-xnop-3,3-
cl anmeTun-2,3-auruapo-
~ n3omHAon-1-oH un 4-
N
< ’ N xnop-1-metun-5-
N N | (44,5 5Terpametun-
NS N [1,3,2]anokcaboponaH-
4 | \ 2-un)-1H-nupason
L
N
3871
(R vnu S)-5-Xnop-3-atun-2-[5-(2-metun-
2H-nupason-3-un)-nupnauH-3-unj-2,3-
ANrnapo-n3onHAon-1-oH
(R wnn S)-2-(5-Bpowm-
=N nMPUANH-3-1n)-5-
\ ! xnop-3-atun-2,3-
@® N\ AUrnapo-usonHgon-1-
< | cl — oH wu  1-metun-5-
(4,4,5,5-TeTpameTun-
N \ / [1,3,2]amokcaboponaH-
N 2-un)-1H-nupason
O
353,2
(S wnu R)-5-Xnop-3-atun-2-[5-(2-meTtun-
2H-nupason-3-un)-nupuaunH-3-unj-2,3-
AUrnMapo-n3onHAon-1-oH
(S unu R)-2-(5-Bpom-
N MPUANH-3-1n)-5-
\ ! xnop-3-31mn-2,3-
@ § N Anrngpo-nsonHgon-1-
~ cl 5 OH " 1-meTun-5-
(4,4,5,5-TeTpameTun-
[1,3,2]anokcaboponan-
2-un)-1H-nnpason
353,2

Ipumep  430.  3-MeTtunmupuauH-2-KapOOHOBOH
JIUTHIPOU30WHIOI-2 VT ) TUPU T H-3 -FIIMETHIT | aMU ]

.

[A] (5-bpoMnupunuH-3-ua)MeTaHONT

KUCIOTEl  [5-(6-xmop-1,1-qumeTwn-3-okco-1,3-

A OH

pZ
N

K cycnensun 5-6pomnupunun-3-kapbansaeruaa (10,0 r, 53,7 mmons) B MeOH (100 mir) mobasmnsun 60p-
ruapua Hatpus (2,2 1, 59,1 mmons) npu 0°C. Peakunonnyto cMech nepememmBany mpu 0°C B Tedenue 1 4, no-
cie gero ee racwim Bojoi (5,0 mut). B pesynbraTe BhIIapuBaHUs paCTBOPUTENICH MTOYYHIIN CBETIO-KEITOBATOE
Macjo, KOTopoe MoBTOpHO pacTtsopsuin B EtOAc u npomsiBanu pacconoM. OpraHudecKui CI0i BBICYIINBAIH
Haz 0e3BogHBIM Na,SO,, GuIbTpoBamM ¥ KOHIIEHTPUPOBAIH B BAKYYME C TIOTYICHHUEM COSIMHECHUS, YKa3aHHOTO
B 3aroyioBke (9,6 T, 95%), B Bune 6ecuBerHoro macna. MC: 188,0 u 190,0 (M+H+).

[B] 3-bpoM-5-XxmopMeTHIITHPUIHH
Br. | x ol
~

N

Ipu 0°C k pactBopy (5-0Opommupuaus-3-mwi)Meranona (3 r, 16,0 mmons) B JIXM (15 M) mobGasisiiu mo
KarsM Tuonmnxiopux (7,59 T, 63,8 MMoITb), M peakIMOHHYIO CMECh TIEpEMEIIUBAIIM ITPH KOMHATHOH TemIiepa-
Type B TedeHue Houn. CMech HaMBaIKM Ha Jies/Boay (20 MiT) M HOAIIETaYNBaId KOHIEHTPHPOBAHHBIM PacTBO-
pom NaOH (8 mur). Cmech akcrparupoBanu EtOAc (2x50 M), 1 00beTMHEHHBIE OPTaHUISCKUE CIIOW BBICYIITH-
B Hax Oe3BogHbIM Na,SO,, (uiIbTpoBaIM W BBINApUBAIM A0 cyxocTH. OcTaTok o4Mmany ¢uidI-
xpoMmartorpadueil Ha cuimkarene, amoupys rpaguearoM ot 0 no 40% EtOAc-rentaH, ¢ mosrydeHueM coenuHe-
HUS, YKa3aHHOTO B 3aromoBke (3,08 T, 93%) B Buze Gemoro Tepaoro semectsa. MC: 206,0, 207,9 (M+H").
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[C] (5-bpomnupuanH-3-um)MeTHIAMUH
Br
= N

| ~
N

3-bpom-5-xnopmerunmupunua (10,3 v, 50 MMoOnB) pacTBOpsUTM B aMMHAYHOM pacTBope meTanona (7 H.,
250 mn) u HarpeBanu nipu 60°C B Teuenue Houn. [locie no6asnenus BogHoro pactBopa NaOH (1u.) mist noBe-
nenust pH mo 6onee 12 cmech was skerparupoBanu EtOAc. Opranndeckuii CJIOi MPOMBIBAIH PACCOJIOM, BBICY-
muBaIM Haja 0e3BomHBIM Na,SO,, GuUIbTpoBaAIM W KOHIEHTPUPOBATH B BakyyMme. ChIpOil MPOMYKT OUYHIIIAIH
MepeKpHCTAILII3ANNEH ¢ TIOTYYCHUEM COSANHEHIS, YKa3aHHOTO B 3arojIOBKE, B BUJE TBEPAOTO BemecTna (2,5 T,
27%). MC: 187,1 (M+H").

[D] 2-(5-AMUHOMETHIATHPUINH-3 -1 )-5-XJI0p-3,3-IUMETHI-2,, 3 - TUTUAPOU30UHIOII- | -OH

Cl

B repmernunoii npodupke Ha 25 cmech (S-OpomnupuanH-3-mi)mermnamuna (281 mr, 1,5 Mmmois), S-xiop-
3,3-mumeTri-2,3-IUruApOu30MHI0-1-0Ha (IpoMexkyTouHoe coeaunaenue A-12, 196 mr, 1,0 mmoins), Cul (38
Mr, 0,2 Mmmoie), Cs,;CO3 (652 mr, 2,0 Mmodb) u (+)-(S,S)-1,2-muamunormkinorekcana (68,4 miu, 0,6 MMoITb) pac-
TBOpsuH B Arokcane (3 mun). [TomydeHHyIo B pe3yibTaTe peakIMOHHYIO cMech HarpeBanu mpu 150°C B TeueHne
7 4, nocie 4yero ee HanuBaiay B Boxy (10 mur) u sxcrparupoBau EtOAc (20 minx2). OObenMHEHHbIE OpraHnye-
CKHE CJION MPOMBIBATIU PACCOJIOM, BBICYITMBAIH Haa 0e3BoAHBIM Na,SO,4, GHIBTpOBATN M KOHIIEHTPUPOBAIN B
BaKyyMe C IoirydeHneM ceiporo npoaykra (320 mr, 100%). be3 nomoaHUTENbHOW OYUCTKH CMECh MCTIONB30BAIN
HETIOCPEICTBEHHO B crieAyromei cragum. MC: 302,1 (M+H").

[E] 3-MetunmupuauH-2-kapOoHOBOKH KUCIOTHI [S5-(6-xiop-1,1-mumeTnn-3-okco-1,3-auruapon30uHm o-2-
WUT)TUPUIAH-3 -FIIME THII |aMU T

Cl
o}

N X N | X
SOARS
N
K pactBopy 2-(5-aMHHOMETWIINUPHUINH-3-1I)-5-X110p-3,3-qumeTin-2,3-auruapousonsnon-1-ona (30 wr,
0,1 mmomb), EN (15,3 wmr, 0,15 mmonb) u 3-metmnnupuaus-2-kapOonoBoi kucnotsl (13,7 mr, 0,1 Mmonb) B
JIM® (3 mo) mobasmsur HATU (57,0 mr, 0,15 MMonb) mpu KOMHATHOH TeMmepaType. PeakiinoHHy0 cMech Tie-
peMeImBaIy Ipu KOMHATHOUW Temriepatype B TedeHnue 1 4. JloGasmsmu Bony u EtOAc, u opraHudecKkuil cloi
BBICYIITUBAIH HaJl 0e3BOAHBIM Na,SO,4, GUIBTpOBAIM M KOHIICHTPUPOBAIH B BaKyyMe C IMOJTYYCHHEM OCTaTKa,
KOTOPBIH 3aTeM OUHWIIANK NMpenapaTuBHoi BOXKX ¢ momydeHnem coequHeHus, ykazaHHOTO B 3aroyioBke (10 mr,
24%) B BHzie TBepaOTO BemecTa. MC: 421,2 (M+H)).
[IpuBencHHBIC HIDKE COCTMHEHNS, IEpEUHCICHHBIC B Tabm. 14, ObUIM MOTydeHBI IO aHAJIOTHH C METOAOM,
OIMCAHHBIM JUTSA OTy4YeHus npumepa 430, HCIOIb3ys COOTBETCTBYIOIINE UCXOIHBIC BEIICCTRA.
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Tabnuua 14
g,' HazsaHue/CTpykTypa coeanHeHus McxopHble
3 MC (M+H)* BeLlecTBa
C
3-Xnop-nmpuanH-2-kapboHoBoON
Kucnotol [5-(6-xnop-1,1-aumeTmn-3-
OKCO-1,3-anrnapo-n3onHaon-2-un)-
NMMPUAWH-3-UnNnMeTnnl-ammg,
o N Mpymep 430
- - (ctagus D) n 3-
[sp] - -
Q Ve N\ / | xnop-nnupnaunn
2-kapboHoBas
¢l = c kucrota
N \ /
o]
4411
1-MeTun-1H-nmmnaason-2-kapboHoBow
Kucnotol [5-(6-xnop-1,1-agumeTun-3-
oKco-1,3-Anrnapo-n3onHon-2-un)-
NMPUANH-3-UNMETUN]-amug,
\ Mpymep 430
Q N (ctagna D) u 1-
o A )| metun-1H-
= NH N nMugason-2-
cl — kapboHoBas
N \ 7 kucnora
N
0
410,2
2-Xnop-N-[5-(6-xnop-1,1-gumeTtnn-3-
0OKCO-1,3-ANrnapo-n3onHLoN-2-un)-
NUPUANH-3-MNMETUN]-HUKOTUHAMW,
Q == Mpumep 430
™ w (ctagua D) n 2-
b NH N Xnop-
~ cl
— ci HWUKOTUHOBASA
N‘d kucnota
N
o]

4412

-201 -




035454

MnpunanH-2-kapboHoBOM KUCHOTbI [5-(6-
xnop-1,1-gumeTun-3-okco-1,3-aurngpo-
U3ONHAO0N-2-UN)-NNPUANH-3-unmeTunl-

amuj
o N Mpumep 430
(ctagua D) wu
§ N \ 7 nUupManH-2-
cl kapboHoBasi
\ — Kucnora
/4
\ N
o}
4071
3-MeTnn-3H-umngason-4-kapboHOBON
Kncnotel [5-(6-xnop-1,1-aumeTun-3-
oKkco-1,3-AMrnapo-u3ouHLon-2-un)-
NUPUAUH-3-NNMETUN]-amug
\ Mpumep 430
0 N (ctagma D) n 3-
2 Hj MeTun-3H-
< N N | ummngason-4-
cl _ kapboHoBas
N Kncnorta
N\ 4
0
4101
N-[5-(6-Xnop-1,1-gumeTunn-3-okco-1,3-
ANINAPO-N30UHLOI-2-UN)-NUPULNH-3-
UNMeTUN]-6-MeTUN-HUKOTUHaMUA,
o _ Mpumep 430
cTa D 6-
9 >\__{>_ (ctagusa D) u
Q NH N MEeTUM-

HUKOTUHOBAasdA
Kncnota
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3-Xnop-N-[5-(6-xnop-1,1-aumeTun-3-
okco-1,3-AMrnapo-u3ouHLon-2-un)-
NUPUANH-3-UNMETUN]-U3OHUKOTUHAMUL
0 —
\ /N Mpumep 430
~ NH (ctagusa D) n 3-
%_3 Cl — cl Xnop-
N W30HMKOTUHOBASs
\ N/ Kncnota
o]

441,2
N-[5-(6-Xnop-1,1-aumeTnn-3-okco-1,3-
AUrUAPO-U30UHAON-2-UT)-NUPUAUH-3-

UNMETUM]-HUKOTMHaMN,
0 —
/ Mpumep 430

%9 NH \ N (ctragna D) n
~ a __ HUKOTUHOBAS

N Kncnorta

N\ 7/

o}

407,2
N-[5-(6-Xnop-1,1-gumeTnn-3-okco-1,3-
ANrNAPO-N30UHLOIM-2-UN)-NUPULNH-3-

UNMETUN]-2-METUMN-HUKOTUHaMUA,
o} —
\ 7 Mpumep 430
® NH N (ctagus D) n 2-
? cl {{ MeTun-
N HUKOTUHOBAS
\ N/ Kncnorta
0

4213
N-[5-(6-Xnop-1,1-gumeTunn-3-okco-1,3-
AUrUapO-U30UHAON-2-U)-NUPUaUH-3-

UnMeTun]-4-MeTun-HUKOTUHaMuA,
Q = Mpuwep 430
o N\ 7 (ctagus D) n 4-
3 NH N METUM-
cl — HUKOTUHOBAS
N \ 7 Kncnorta
o]
4213
[Ipumep 441. 2-[5-(1-AueTuanuppoauauH-3-UI0OKCH )TUPUANUH-3-1i1]-5-x510p-3,3-1umMeTni-2,3-

JTUTUIPOU30UHAON-1-0H

Cl

o

[A] 5-Xnop-2-(5-fioqnupuauH-3-1mi)-3,3-TuMeTHI-2, 3- TUTHAPOU30UHI0N- | -OH

Cmech 5-x1op-3,3-muMeTnin-2,3 - IMruApon30uHI0I- 1 -oHa (TpoMexxkyTodHoe coeauaenne A-12) (390 mr, 2

Cl
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MMOJIB), 3,5-nuuona-nupuauna (662 mr, 2 mmons), Cul (38 mr, 0,2 Mmons), (1S,2S)-uknorekcan-1,2-mnamMuHa
(45 mr, 0,4 mmous) u K3PO, (888 Mr, 4 Mmoib) pactBopsumi B uokcane (10 mur). Peakunonnyro cMech HarpeBa-
i nipu 110°C B Teuenue 3 u, mociue yero ee HanmmBanu B HyO (50 mun) u akcrparuposamu EtOAc (25 mix2).
OOBeIMHEHHBIC OPraHMYECKHUE CIIOU MPOMBIBAIMA PACCOJIOM, BRICYIIUBAIN HaJ 0e3BOoHBIM Na,SO,, ¢punsTpoBa-
T W KOHIICHTPHPOBAJIH B BAKyyM€ C IOJNYYCHHEM CBHIPOTO MPOAYKTA, KOTOPBIA 3aTeM OYHMINAIH (HIidm-
xpomarorpadueii Ha cumkarene (rpaanerT 30-100% EtOAc-rekcaH) ¢ OTy4eHHEM COSIMHEHUS, YKa3aHHOTO B
3aronoske (495 mr, 62%), B Buze Genoro Tepaoro Bemectsa. MC: 399,0 (M+H").

[B] 3-[5-(6-Xnop-1,1-gumMeTHn-3-0KCO-3 - TUTHIPOU30NHIOI-2 - T ) TUPU U H-3 -HIIOKCH |TUPPOITTUTHH- | -
KapOOHOBOM KHCIIOTHI TPET-OYTHIIOBBINA 2P
cl

o]
IO
N

B repmernunyro mpoOupKy Uit MHKpOBOJHOBOHM meun 3arpyxamu Cul (19,1 wmr, 0,1 mmons), 1,10-
dbenanTponma (36 mr, 0,2 MMois), Cs,CO; (750 mr, 2,0 MMoIb), 5-xm0p-2-(5-Hoamupuana-3-mr)-3,3-TuMEeTHII-
2,3-muruaponsonHaon-1-oa (399 wmr, 1,0 MMonb), 3-THAPOKCHITUPPONUANH-1-KapOOHOBON KHCIOTHI TpET-
OyTuioBbrit 3¢up (374 mr, 2 MMoutb) 1 Tomyou (5 mi). Peaknmonnyro cmech HarpeBany nipu 110°C B Teuenue 24
4. [TomydeHHYyI0 B pe3yabTaTe CyCIICH3UIO OXJIaXIAIH 10 KOMHATHOW TeMIepaTypsl U (GIIBTPOBAIH Yepe3 CIIOH
cummkarens (0,5-1 cM) 1 MPOMBIBAH TUATHIIOBBIM d(HUpoM. PUIIETpaT KOHIICHTPUPOBAIH B BAKyyMe, U OCTATOK
ountany (Gaam-xpomarorpadureii Ha CHIIMKareie ¢ MoJydeHHeM COeTUHEHHS, YKa3aHHOTO B 3aroyioBke (310 mr,
68%). MC: 458 (M+H").

[C] 5-Xn0p-3,3-mumeTHin-2-[5-(MUppOoIuINH-3-HI0KCH ) TUPUINH-3 -1 ]-2,3-TUrHIpOM30MHI0N- 1 -0H COIb
TPUPTOPYKCYCHON KHCIOTHI

cl

N o
[ \CNH. ,CF,COOH
O P>
N

K pactBopy 3-[5-(6-xs0p-1, 1 -AuMeTHII-3-0KCO-3 - TUTUAPOU3OUH TOIT-2 - LI ) TP TUH-3 -
WJIOKCH |TUPPONUANH- | -kapOOHOBOW KHMCIIOTH TpeT-OyTmiiosoro 3¢wupa (310 mr, 0,67 mmons) B IXM nobasis-
mu TOVY (1 M), 1 MOTYYSHHYIO B Pe3yJabTaTe CMECh NIEpEeMENTUBAIN MPH KOMHATHOM TeMIlepaType B TEUCHHE 3
4. [Toce ynaneHus: pacTBOPUTENS B BAKyyMe CHIPOH NMPOAYKT MOTYYMIIA B BHJIE KEITOBATOTO MAacia W HCHOJb-
30BaJIK B CJICAYIOMIEH CTaIuu O€3 TOTOJHUTEILHON OYMCTKH.

[D] 2-[5-(1-AueTunmuppoauarH-3-HIOKCH ) TUPUAUH-3 -1 |-5-X710p-3,3 - AUMETHI-2, 3 - TUT U P OU30 M HTOJT-

1-oH
cl

N~ -0 o
Iy ol
N
K pactBopy 5-xmop-3,3-mumetni-2-[5-(mupporuanH-3-Hua0KCH ) TUPUIUH-3 -1 -2 ,3 - AUT U APOU30UHI0M- 1 -
OHa, cosi TPU(PTOPYKCYCHOH KHucI0THI (94,2 Mr, 0,2 MMoinb) nobasnsun Et;N (1 MMonb) n anermnxnopun (23,4
mr, 0,3 mmons) mpu 0°C. IlonyueHHYIO B pe3ynbTaTe PEaKLUOHHYIO CMECh NEpeMEIIMBaId MpU KOMHATHOU
TeMIieparype B TedeHue 1 9, mocie gero ee HamuBanu B H,O (1 mur) u axctparupoBasin EtOAc (15 mux2). O6be-
JVHEHHBIE OpPraHUYECKHEe CIION IPOMBIBAIIM PaccojOM, BRICYIIMBAIN Haja 06e3BomHBIM Na,SOy4, GuibTpoBamn u
KOHIICHTPUPOBAJIN B BaKyyMe C TIOJyYEHHUEM CBHIPOTO MPOJYKTAa, KOTOPBIH OUWIIaIy mpernapaTuBHO BOXKX ¢
MOJy9YeHNEM COSAWHEHHs, YKa3aHHOTO B 3aroioBke (25,5 mr, 35%), B Bune Oemoro tBepmoro Bemectsa. MC:
400,2 (M+H").

[Tpumep 442, 2-[5-((R)-1-AneTrnmupp oy AnH-3 -AIOKCH ) TUPUANH-3 -1 |-5-X710p-3,3-mume Tran-2, 3-

JIUTUAPOU30UHI0N- 1 -0H
cl

N o o
X
oy ok
N
[To anHajormu c MeTOAOM, ONMCAHHBIM s NoiydeHus npumepa 441, (R)-3-runpokcunupponauaus-1-

KapOOHOBOW KHCIIOTHI TPET-OYTHIIOBBIN 3¢up mcmomb3oBanu (ctaaus B) mis moyueHuss COCIUHCHUS, YKa3aH-
+
HOTO B 3aTOJIOBKE, B BHE Oemoro TBepaoro Bemectea. MC: 400,2 (M+H").
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ITpumep 443. 2-[5-((S)-1-AneTHImuppoIUINH-3 -IOKCH ) TUPUIUH-3 -1 |-5-X510p-3,3-1ume Trit-2,3 -
JUTHAPOU30UHIO0N-1-0H
cl

@/

OO

[To anamorum c METOAOM, ONMCaHHBIM JUIA HodydeHus: npumepa 441, (S)-3-ruapoKCUIHUPPOIUIAUH-]-
KapOOHOBOH KHCIIOTHI TPeT-OyTHIOBBINA 3up ncmons3oBanu (cranust B) amst moiaydeHus coeanHEHUs, yKa3aH-
HOTO B 3aTOIIOBKe, B BUJIE 6eoro Teepaoro emectsa. MC: 400,2 (M+H").

[Mpumep  444.  5-Xnop-3,3-nqumernin-2-[5-(1-nponroHMI-IMPPOIUIUH-3 -HIOKCH ) TUPUAUH-3-11]-2,3-
JIUTUAPOU30UHI0N-1-0H

cl

Q

UE«,

ITo ananmorum ¢ MeTOAOM, ONMHMCAHHBIM ISl MONydYeHHs mpumepa 441, MPONMMOHMIXIOPUA HCIIONB30BAIH
(ctamust D) mns monmydeHWs COSAMHEHHs, YKa3aHHOTO B 3arojioBkKe, B BHje Oeloro TBepaoro BemiectBa. MC:
414,2 (M+H").

[Mpumep 445. 5-Xnop-2-[5-(1-meTancyabHOHMITUPPOIUANH-3 -MIIOKCH ) TUpUANH-3 -1 ]-3,3-tumetni-2,3-
JUTHIPOU30MHAION-1-0H

c

N (¢] 9,’0

[To anamorun ¢ METOIOM, ONMCAHHBIM IS TIOJTydeHus: npuMmepa 441, MeTaHcynb(GOHWIXIOPH UCIIOIb30-

Bayn (crazus D) 1uis monydeHHs COEIMHEHMs, YKa3aHHOTO B 3arojloBKE, B BHJE 0EJIOTr0 TBEPIOTO BEIIECTBA.
MC: 436,2 (M+H").

IMpumep 446. 5-Xnop-2-[5-(1-aTancynboHMAUPPOIUANH-3-UIOKCH )TUpUAnH-3-1i]-3,3-aumernin-2,3-

JUTHPOU3OUHAON-1-0H
N o Q
e o
(o]

P

N

ITo ananoruu ¢ METOAOM, OMHUCAHHBIM IS MTONMy4deHHs mpumMepa 441, 3TaHCynb()OHMIXIOPH UCTIOTF30Ba-
mu (ctanus D) ams momydeHust COeTUHEHMsI, YKa3aHHOTO B 3arojioBKe, B BuIe Oeoro TBepaoro Bemiectsa. MC:
450,2 (M+H)).

IMpumep 447. 5-Xmop-2-[5-((R)-1-3TaHCYTH()OHUIITUPPOTHINH-3 -HIOKCH ) TUPHIAH-3 - 11| -3, 3- TUMETHII-
2,3-auruapou30nMHa0I-1-0H

c

@

SRt

[To anamormm c MeToaOM, ONMMCAHHBIM s moiydeHus npumepa 441, (R)-3-runpokcunupponauaus-1-
KapOOHOBOM KHUCIIOTHI TPET-OyTUIOBEIN 3¢up (ctaams B) u stancynbdonmnxiaopun (ctaaus D) ucrmosb3oBanu
TS TIOTYYEHHNS COSMHEHNS, YKa3aHHOTO B 3ar0JIOBKE, B BUJE Oeoro Tepaoro Bemecta. MC: 450,2 (M+H).

IIpumep 448. 5-Xmop-2-[5-((S)-1-3TaHCYTHGHOHWITHPPOTHINH-3-MIIOKCH ) TUPUIUH-3 -1 |-3,3 - TUMETHIT-
2,3-TUTUAPOU3OUHION- | -0H

cl

@

A ROLY

ITo anamormu ¢ METOJOM, OMHMCAHHBIM I ToimydeHus mnpumepa 441, (S)-3-THapOKCHUITHPPOIUINH-1-
KapOOHOBOM KHUCIIOTHI TPET-OyTUIIOBEIN 3¢up (ctaams B) u stancynbdonmnxiaopun (ctaaus D) ucrmosb3oBanu
TS TIOTyYEHHNS COSMHEHNS, YKa3aHHOTO B 3ar0JIOBKE B BHE 6€I0r0 TBepaoro Bemecta. MC: 450,2 (M+H").
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ITpumep 449. 2-[5-(1-AueTnanunepuauH-4-UI0KCH ) TUPUINH-3 -1 |-5-X10p-3,3-qumeTrin-2,3-
JUTHAPOU30UHIO0N-1-0H
cl

[To amajormu ¢ METOJOM, OINMCAaHHBIM JJIS TOoMydeHus mpumepa 441, 4-rHIAPOKCH-TIATIEPUINH-]-
KapOOHOBOM KHUCJIOTHI TPET-OYTHIIOBBIH 3¢up (cTamus B) ucrmonb30Bany Ajis MOJIYYCHUS COSAUHEHUS, YKa3aH-
HOTO B 3arOIIOBKe, B BUJIE 6eoro Teepaoro emectsa. MC: 414,3 (M+H").

[Ipumep 450. 2-[5-(1-AuerunazeTuAuH-3-WIOKCH ) TUPUIUH-3 -1 |-5-x510p-3,3-1uMeTni-2,3-
JTUTHAPOU30UHION- 1 -0H

cl

N o
X
lo) U \E\N O
Y ¢
ITo aHamoruu ¢ METOIOM, OITUCAHHBIM JUIS MOTy4YeHHs pumepa 441, 3-ruapoKCH-IIUKIO0yTaHKapOOHOBOMH
KHCJIOTBI TPET-OyTHIIOBBIH 3¢pup (cTamus B) ucmonp30Bany s MONTYYCHUS COSIUHCHHS, YKa3aHHOTO B 3ar0JIOB-

Ke, B BUJIe 6enoro Teepaoro emectsa. MC: 386,2 (M+H").
ITpumep 451. 5-Xnop-3,3-mumetnin-2-[ 5-(1-nponuoHuI-a3e THAMH-3 -UIOKCH ) TUPUIHH-3 -1 -2,3-

JTUTHAPOU30UHIION- 1 -0H
cl
N o
X
;; T Do
N j

[To ananoruu ¢ MeTOJ0M, ONIMCAHHBIM JUTS HOTydeHHs TpuMepa 441, 3-ruapokcn-nnkino0yTaHkapOOHOBOM
KUCIIOTHI TPET-OyTHIIOBBIN 3dup (cramus B) m nponmonmnxnopun ucnonb3oBanu (ctaaust D) s momydeHus
COCIHEHU, YKa3aHHOTO B 3arojioBKe, B BUjE Oexoro TBepaoro semectsa. MC: 400,1 (M+H+).

Mpumep 452. 5-Xnop-2-[5-(1-meTancynbhoHMI-a3e TUANH-3 -UITOKCH )TUpuaAnH-3-1i]-3,3-aumernin-2,3-

JTUTUAPOU30UHI0N- 1 -0H
Cl
Zl :N (o]
X
| N2
o \(Nj/ \C\ \?=o

[To ananoruu ¢ MeTOJOM, OTIMCAHHBIM JUIS HOTydeHHs: TpuMepa 441, 3-ruapokcn-nnkino0yTaHkapOOHOBOM
KHCIIOTHI TPET-OyTHioBHIi 3¢hup (ctaans B) u MeTaHCynb(OHUIXIOpHUA HcHonb30Banu (cTaaus D) s nomyde-
HUS COCIMHCHMUS, YKa3aHHOT'O B 3aT0JIOBKE, B BUE Oeyoro TBepaoro Bemectea. MC: 4221 (M+H+).

Ipumep 453.  5-Xumop-2-[5-(1-3TaHcynbhOHUI-a3€ THANH-3-UIOKCH ) TAPUAUH-3-1]-3,3-nuMeThn-2,3-
JIUTUAPOU30UHI0N-1-0H

cl

N N (o]
L =T
N

[To ananoruu ¢ MeTOJOM, OTIMCAHHBIM JUIS HOTydeHus npuMepa 441, 3-ruapokcn-nnkino0yTaHkapOOHOBOM
KUCIIOTBI TPeT-OyTHIIoBEIH 3dup (ctaxus B) u staHcynbhoHMIXIOpHUA UcTonb30Banu (ctagus D) ast momyde-
HUS COSJIMHEHMS, YKa3aHHOTO B 3aroJIOBKe, B BUJE Oeoro TBepaoro semectsa. MC: 436,1 (M+H™).

[Tpumep 454, 5-Xmnop-2-[5-((S)-3-ruapokcunuppoIuauH- 1 -un) mupuana-3-un|-3,3 -auMeTnia-2,3-

JIUTUAPOU30UHI0N-1-0H
OH

5

I[To aHamormu ¢ METOJAOM, ONHMCAHHBIM IS TodydeHus mnpumepa 137, 5-xmop-3,3-mumernin-2,3-
TUTHIPOU3OMHAON-1-0H  (mpoMmexxkyTouHoe coemuHeHue A-12),  3-O6pom-5-[(S)-3-(Tper-OyTHinauMeTni-
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CUJIAHIJIOKCH ) TUP POTHIVH- | -WIT |MUPUANH HCTONb30Banu (ctamust C) Ui MOXYYCHUS COCTUHCHUS, YKA3aHHOTO
B 3aTOIIOBKe, B BHjIe Genoro TBepaoro emectsa. MC: 358,1 (M+H").
Ipumep  455. 2-[5-(4-Anerunmunepazus- 1 -wn)mupuanH-3 -1 |-5-X710p-3,3-TuMeTHII-2, 3 - TMTHIPOU30-
UHA01-1-0H
cl

CMmech mnmmepasuH-1-kapOOHOBOH KkucioTel Tper-Oytmnmosoro »dupa (1,86 r, 10 mmoms), 3,5-
muopommupuanHa (2,37 1, 10 mmodns), namtagusi(Il) anerara (0,11 r, 0,5 mmoins), Anphos (0,35 r, 0,6 MMOITB) 1
TpeT-Oytunar Harpus (1,68 r, 15 Mmmoups) B muokcane (10 mur) HarpeBanmu npu 130°C B MUKPOBOJIHOBOM PEAKTO-
pe B TeueHue 2 4. 3aTeM cMech pa30aBisuid Book u dkctparupoBasid EtOAc. Opranndeckuii CJI0H BBICYIITHBAIH
Hazg Oe3BomHbIM Na,SO,, GuiIsTpoBamu W KOHIEHTPUPOBAIN TPHU MOHMKEHHOM JaBiieHHH. OCTaTOK OYHIIAIN
(bmm-xpomarorpadueit (IMOSHT dTHIIaNeTaT:Tekcad = 1:5) ¢ MoJy4eHneM COSAMHEHHUS, YKa3aHHOTO B 3ar0JIOB-
Ke, B BuJIe Genoro TBeporo Bemectsa (1,84 T, 54%). MC: 342,2 (M).

[B] 4-[5-(6-Xnop-1,1-mumeTri-3-okco-1,3-TUruAPON3OMHTI0JT-2 -1 ) TUPUAWH-3 -1 | -ITUTIEpa3uH- 1 -
KapOOHOBOH KHCIIOTHI TPET-OYTHIIOBBIH 2hHp
cl

o
(\NJKO%
NN
[¢] | N/

5-Xnop-3,3-aumMeTn-2,3- AMTUApOU30UHA0N-1-0H (IpoMexxyTouHoe coeauHenue A-12, 690 wmr, 3,51
MMOIB), 4-(5-OpoMmupunuH-3-1ui)nunepasnH-1-kapOoHOBOH KHCIOTH TpeT-OyTminoBslit ¢up (1,0 1, 2,92
MMmoutb), Cul (166,8 mr, 0,88 MMoutb), (1S,2S)-muknorekcan-1,2-quamud (120 mr, 1,75 mmois) u Cs,CO; (1,90 1,
5,84 mmoutb) pactBopsud B Auokcane (10 mur). PeaknmoHHyI0 cMeCh MOoABEpTrajii MUKPOBOJIHOBOW PEaKIMH TIPH
150°C B teuenwue 2,5 4, mociue yero ee HanuBanu B HyO (50 M) u axctparuposanu EtOAc (50 mnx2). O6benn-
HEHHBIC OPTraHWYECKHE CIIOW MPOMBIBATIM PacCOJIOM, BBICYIIMBAIN Haa Oe3BogHbIM Na,SO,4, GWIBTpOBAIH U
KOHIICHTPUPOBAIHN B BaKyyMeé C IOJIYYEHHEM ChIPOrO MPOAYKTA, KOTOPBIH ouHmiamy (dm-xpoMaTorpaduei
(amr0€HT 3THIAaneTatT: rekcad = 1:1) ¢ moiy4eHHeM COeANHEHUs], YKa3aHHOTO B 3ar0JIOBKE, B BHJIEC JKEJITOBATOTO
macma (340 mr, 25,6%). MC: 457,3 (M+H").

[C] 5-Xnop-3,3-numeTnin-2-(S-nunepasuH- 1 -nin-nmupuanH-3-1m)-2,3 - TUruIpou30MHA0I- 1 -0H

cl
o,
N N._J
o I,
N
Cmech 4-[5-(6-xm0p-1,1-gumMeTnn-3-0Kkco- 1,3-TUTUAPOU30UH IO -2 -HIT) TUPHUIAH-3 - 1T |-TTUTIepa3uH- | -

KapOOHOBOM KHUCIOTHI TpeT-OyTmioBoro 3¢wupa (0,34 r, 0,74 MMoib) B TpUDTOPYKCYCHOM KUCIOTHI (2 M) B
JAXM (5 M) mepeMemuBaiy B TeueHue | 9 pu KOMHATHOHM TeMmrieparype. [locne yaaneHus: pacTBOPUTENS OC-
TaTOK 00pabaThIBaIl BOJAHBIM PAacCTBOPOM aMMHaKa i JoBeneHus pH npubmusutenpHO 10 9, a 3aTeM dKCTpa-
rupoBasi JIXM. OpraHndeckuid ci10if IpOMBIBAIM BOJIOH W BEICyIIMBaiu Haja Oe3BoaHbM Na,SO,. [locie yaa-
JICHUsI PAacTBOPUTENS CHIPOW MPOAYKT IOJNYYMJIM B BUAE >KenToBaroro macia (266 mr, 100%). MC: 357,2
(M+H").

[D] 2-[5-(4-Auetunnunepa3us- 1 -wn)nupuani-3-uwi|-5-xyuop-3,3-1uMeTun-2,3 - AMru ApOU30MHI0JI- 1 -OH

)Y
(\N
Qfmd

K pactBopy 5-x10p-3,3-numernn-2-(5-nunepasus- 1 -uia-nupuaus-3-1mi)-2,3 - IMruApou3onH0a-1-ona (52
mr, 0,146 mmons) u TEA (29,5 mr, 0,292 mmouns) B JIXM (5 Mi1) 1o6aBmsuiy 1o kKarmsM arnetmwixiopun (17,2 mr,
0,219 mmons) nipu 0°C. Tlocne mepemMemBanys B Te4eHHE | 9 MpU KOMHATHOM TeMIepaType cMech 00padaThI-
BaJM BOJoM M dkcTparupoBanu JIXM. Opranndueckuii cJioi BrICymuBainy Haj 0e3BogHbiM Na,SO,. [Tocne yma-
JICHUS] PACTBOPHUTENS OCTATOK OYMIIaANN TpenaparuBHoi BOYKX ¢ monmydeHneM CoeqHEeHHsI, YKa3aHHOTO B 3a-
TONOBKe, B BUIE 6enoro Teepaoro semectsa (23 mr, 40%). MC: 399,2 (M+H)).
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[Mpumep 456. 5-Xnop-3,3-guMeTri-2-[5-(4-nponHoHWINUIEpa3HH- | -1 ITUPUINH-3-11]-2,3 - TUTHIPOHU30-
UH0I-1-0H
cl

ITo amajoruu ¢ METOIOM, OMHMCAHHBIM IS MONyYeHHS MpuMepa 455, MPONHOHMIXIOPH] HCTIONb30BaTH
(cTamus D) mist monmy4eHusl COSAMHEHNWS, YKa3aHHOTO B 3aroJIOBKe, B BUZIE OEIOr0 TBEPJIOTO BeliecTBa (BBIXO.
41%). MC: 413.2 (M+H").

[Tpumep 457. 5-Xnop-2-[5-(4-metancynbpoHnnunepasut- | -uin)nupuana-3-ui|-3,3-mumetnn-2,3-
JIUTUAPOU30UHI0N-1-0H

cl
Q9

NS
o
(o] N/

[To amanmorum ¢ METOIOM, OMMMUCAHHBIM JUTSI IOTYYeHHUS mpumMepa 455, MeTaHCyIb(OHUIXIOPUA MCTIONIB30-
Banu (craaus D) M moNMydeHns COeAWHEHMs, YKa3aHHOTO B 3arojioBKe, B BHIE OEJOro TBEPAOTO BEIIeCTBA
(BBIXOT 35%). MC: 4352 (M+H").

[Tpumep 458. 5-Xnop-2-[5-(4-3tancynbdonunmunepasud- | -un)nupunua-3-ui|-3,3-mumetnn-2,3-
JTUTHAPOU30UHIION- 1 -0H

cl
Q.0

NS
N N
Io aHanoruu ¢ METOAOM, OMMUCAHHBIM JUIS MOMYUYCHHS rpuMepa 455, 3TaHCYIIb(QOHMIXIOPH] UCIIOIE30Ba-
mu (ctagus D) ans momydeHus COSAMHEHUS, YKa3aHHOTO B 3ar0JIOBKE, B BHJE OCIIOTO TBEPIOTO BemlecTBa (BbI-
xo1 40%). MC: 449,2 (M+H").
[Tpumep 459. 5-Xnop-2-{5-[4-(3-xnoprupuanH-2-KapOOHMWI ) TUIepa3uH- | -wi | mupuanH-3-um }-3,3-
JTUMETHIT-2,3-TUTUAPOU30UHIO0I- 1 -OH

Cl o

(N | "
NN P
oy
[¢] N/

Cmech 5-xnop-3,3-nuMeTnn-2-(5-nunepasut- | -un-mapuana-3-ui)-2,3 - IMru APpOU30MHI0I- 1 -0oHa (TipuMep
455[C)) (52 wmr, 0,146 MMOmB), 3-XITOPIIUPUINH-2-KapOOHOBOH KHCIOTH (25,3 mr, 0,161 mmons), HATU (83,3
Mr, 0,219 mmons) 1 EGN (29,5 mr, 0,292 MmMoip) B JIXM (5 mMiT) mepeMenIiBaiy B TeUeHUE 2 9 TP KOMHATHON
temriepatype. Cmech oOpabaTsiBasii BoJOH M aKkcTparupoBany JIXM. OpraHnueckuid ci10il BBICYIIMBAIN HaJ
6e3BoHBIM Na,SOy, ¥ OCIIe YAaJIeHHUs PACTBOPUTENSI OCTATOK OYMINAIH NpenapatnBHOi BOXKX ¢ nonmyuennem

COEIMHEHHMS, yKa3aHHOTO B 3aroyoBke (33 Mr, 45%), B Buje Genoro TBepnoro Bemectsa. MC: 496,3 (M+H").
IIpumep 460. 2-[5-(1-AueTUnnUPpPONUANH-3-II)IUPUIUH-3-U1]-5-X10p-3,3-1uMeTUA-2,3 - TUrHAPOU30-

HHO0I-1-0H
Cl
o]
N\(YCNK
o) | P>
N

[A] 1-(2,5-Aurunponuppot-1-uia)3TaHoH
A

@)

K pactBopy 2,5-murunpo-1H-mmppomna (1,0 , 14,5 mmons) u tpudTriamuna (2,93 1, 29 mmons) B JIXM
(20 M) mOGABIIAYM TIO KaIUISIM YKCYCHBIHN anruapun (2,2 T, 21,7 mmons). [Tociie mobaBieHus: cMech ImepeMernin-
Banu B TeueHne 30 MUH NMPU KOMHATHOH TeMIieparype, Imociie 4ero no0aBisuid Boay. OpraHudecKuid Ciioi mo-
CJICZIOBATEIIFHO MPOMBIBATH HACKHIIICHHBIM BOJHBIM PacTBOPOM OWKapOOHATa HATPHS U PACCOJIOM M BBICYIIIHBA-
mm Hax O6e3BoaHbIM Na,SO4. [locie yaanenus pacTBOpuTeNnel CHIPOH NPOIYKT ITOTYUYHIIH B BHJIE OEIOr0 TBEPIO-
ro BemecTBa (2,89 T) M HCHONB30BANM B CICAYyIOMCH cTamuu Oe3 AOmOMHHUTENbHOW ounctku. MC: 1122
(M+H").
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[B] 1-[3-(5-bpoMnupuauH-3-win) nuppoauauH- 1 -1 |3 TaHoH
o)
"X
AN
| ~
N
Cwmech 1-(2,5-gurunapornuppos-1-un)sranona (70 mr, 0,63 mmons), 3-6pom-5S-oamupuanaa (283 wmr, 1
MMoOIb), TpuatwiamuHa (130 mr, 1,26 mmouns), mMypaBeuHOW Kuciotsl (41 mr, 0,88 MMoib) M TeTpakwuc-
(rpudenmndocdun)nammaausa(0) (72,8 mr, 0,063 mmons) B JIM®P (3 M) nepeMemmBany B TeueHne 24 4 mnpu
90°C B atmocdepe azota. [locne oxiaxaeHns 10 KOMHATHOW TeMIlepaTyphl cMech 00pabaThIBaJIM BOJOH M IKC-
TparupoBaiu 3TuianeraroM. OpraHuuecKuid CiI0i BRICYIIMBaIU Haj cyibdaTom Hatpus. [locie ynanenuns pac-
TBOPHTEIICH OCTATOK OYHMIIAIH (IdnI-XxpomMarorpadueii ¢ IoITydeHHeM COSIUHEHHSI, YKa3aHHOTO B 3arojIoBKE, B
BHJIE JKeITOBaTOro Macna (25 mr, 15%). MC: 269,1 (M+H").
[C] 2-[5-(1-AueTnamuppoauIuH-3- I/IH)HI/IpI/I,Z[I/IH 3-un]-5-x70p-3,3-1uMeTHI-2, 3 - TUT U APOU30MHI0I- | -OH

Gt o

Cmech 5—XHOp—3,3—,Z[I/IMeTI/UI-Z,3—,Z(I/IFI/I,Z[pOI/ISOI/IHZ[OH 1-ona (mpomMexxytounoe coexmHeHne A-12, 160 wr,
0,82 mmoms), 1-[3-(5-Opommupunus-3-wn)nupponunus-1-mwijsranona (160 mr, 0,6 mmomns), Cul (34 wmr, 0,8
MMoIIb), (1S,2S)-muknorekcan-1,2-muamuHa (41 mr, 0,36 Mmmois) u CsyCO; (390 mr, 1,2 MMOB) pacTBOpPSIIH B
JquokcaHe (5 mi). PeakunoHHyro cMech HOABEpraal MUKPOBOIHOBOM peakiuu npu 150°C B Teuenue 2,5 4, mo-
cie gyero ee HamuBanu B HyO (50 M) u axctparupoBanu EtOAc (25 mnx2). O0bequHEHHBIE OPTaHIMYECKUE CIION
MPOMBIBAIA PACCOJIOM, BRICYIIUBAIU HaJ 0¢3BOIHBIM Na,SO,, GHIBTPOBATN U KOHIICHTPUPOBATIH B BaKyyMe C
MOJYYCHUEM CBIPOTO MPOJYKTa, KOTOPBIH 3aTeM ovyuIaiy npernaparuBHoir BOXKX ¢ momyueHneM coenuHEeHHUS,
yKa3aHHOTO B 3aronoBke (23 mr, 10%), B Buze Genoro Teepaoro semectsa. MC: 384,2 (M+H").

Ipumep 461. 2-(1'-Auetun-1',2",3",4',5',6"-rekcaruapo-| 3,4' | ounupuIuHuI-5-1i)-5-x10p-3,3-nume -2, 3-
JIUTUAPOU30UHI0N- 1 -0H

Br

Cl

[A] 1-(3,6-qurunpo-2H-nupuanH- 1 -uin)3TaHOH

=
O\l\ﬂ/
o
ITo aHanorum ¢ METOJIOM, OTIMCAHHBIM ISl TTosTydeHus mpumepa 460[A], 1,2,3,6-TeTparuponupuInH uc-
MIOJIB30BAJIH JJISl TIOJYYECHHSI CHIPOTO TPOIyKTa B BHAE Oesoro TBepporo BemecTBa (Berxox 90%). MC: 126,0
(M+H).
[B] 1-(5-bpom-3',4',5",6'-TeTparunpo-2'H-[ 3,4'|ounupuanaui- 1 '-1i1)3TaHOH
o}
NJ\

Br. N

-

N
[To anamoruu ¢ MeTOZOM, ONMUCAHHBIM I TodydeHus npumepa 460[B], 1-(3,6-murunpo-2H-nupuaus-1-
WJI)3TaHOH HCIIOJIB30BAIM [UISl TIOJIyYCHHSI COEAMHEHUS, YKAa3aHHOTO B 3aroJIOBKE, B BHIIE JKEITOBATOTO Macia
(BBIXOX 15%). MC: 283,2 (M+H").
[C] 2-(1'-AneTtmn-1',2",3",4",5',6'-rekcaruapo-[ 3,4'|oumupuaHUI-5 -11)-5-X710p-3,3-TUMETHIT-2, 3 - TUTUAPO-
M30MHIO0II-1-0H

[To aHanorMy ¢ METOIOM, ONTUCAHHBIM JUTs TTosydeHus npumepa 460[C], 1-(5-6pom-3',4',5',6'-TeTparumpo-
2'H-[3,4"|ounmupunuauni-1'-1i1)3TaHOH UCIIOIb30BAIN JUTS TIOJIYIEHUST COSIMHEHHMS, YKa3aHHOTO B 3arojioBke (28
mr, 10%), B BHzie Gesoro TBepaoro BemecTsa. MC: 398,2 (M+H).
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[Mpumep 462. 2-[6-(1-AueTnnnunepuauH-3-uia)IUpa3uH-2-ui|-5-xm0p-3,3-1uMeTnin-2,3 - IMruiponu30u-

HI0JI-1-0H
Cl
N N N (0]
7Y
N

[A] 3-(6-Xnoprupasus-2-un)munepuant-1,3-1ukapOoHoBoOil  KUCIOTEI  1-TpeT-OyTHioBblil 3dup 3-
STUIIOBBIH dup

0O 0
—N
\§
4
N cl
Boc

K pactBopy nunepuans-1,3-1ukapO0oHOBOM KUCIOTHI 1-TpeT-OyTrioBoro 3¢upa 3-3TrioBoro 3¢gupa (90 ,
350,1 mmoup) B cyxom TT'® (180 mur) mpu 0°C MemieHHo 100aBisiii Ouc-(TpuMeTicuiamn)amu Hatpust (1 M B
TIr'®, 450 mu, 450 Mmonb). PeaknimoHHYI0 CMeCh TIepeMEeNTuBaIH TPH TOW ke TeMriepaType B Teuenue 0,5 d,
TMIOCJIE Yero ee MeUICHHO 00aBIsui K pacTtBopy 2,6-auxnoprupasuna (60 r, 401,6 mmoins) B cyxom TI'® (180
Mi1) B atMoc(epe aproa. [loigyueHHy0 B pe3yibTaTe peakIMOHHYIO cMech nepemeninBaiy npu 0°C B TeyeHue
1 4, a 3aTeM JaBaJIM NOAOTPETHCS IO KOMHATHOM TEMIIEpaTyphl ¥ FaCHIA JOOABICHUEM HACHIIEHHOTO BOJHOTO
pactBopa NH4Cl (360 mur). Opranndecknii cioil BeICymnBany Hag 0e3BoaHbIM Na,SOy4, HUIBTpPOBaIM M KOH-
LEHTPUPOBAIH B BAaKyyMe C MOJIYYECHHEM CHIPOT0 MPOJIYKTa, YKa3aHHOTO B 3ar0JIOBKE. 3aTeM €ro MCIOJIb30BaIIH
HETIOCPEICTBEHHO B CIIEIyIOIIeH cTauy 0e3 JOTOJIHUTEILHONH OUYUCTKH.

[B] 3-(6-Xmoprimpa3uH-2-min)nunepuaui- 1,3 -1ukapOoHOBOH KUCIOTHI 1-TpeT-0yTHIIOBBIN dhup

0O OH
—N
\N
\4{
N cl
Boc

PactBop 3-(6-xnoprupasus-2-un)nunepuani-1,3-1ukapOoHoBoi kuciotsl 1-Tper-OyTnnoBoro s¢wupa 3-
atiioBoro 3¢upa (350,1 mmonp) B TT® (360 M) u 1,58, Bogrom NaOH (360 mur) HarpeBaym ipu 80°C B Teue-
Hue 5 4. [locne oxnakaeHus: 1O KOMHATHOM TeMIlepaTypbl BOJIHBIN CIOW OTAENSUIM, a 3aT€éM OCTOPOKHO MOJ-
kucismm 1o pH 5 no6asnenuem 1H. BogHoro pactBopa HCI. [TomydeHHyI0 B pe3ynbTaTe CMeCh dKCTparupoBaiu
JAXM (300 mnx3), 1 00beqMHEHHBIE OPraHUYECKHE CIION BBICYIIUBAIK Hall 0e3BoIHbIM Na,SOy4, hunsTpoBanu u
KOHIICHTPUPOBAIX TIPH MOHMKCHHOM JIaBJICHUH C TOJYYEHHEM CHIPOTO COCTUHEHHS, YKA3aHHOTO B 3ar0JIOBKE
(46 1), KOTOpOE UCTIOIH30BAIH HEMOCPEACTBEHHO B CIICAYIONICH CTaAuN O€3 TOMOJTHUTEIHHON OUNCTKH.

[C] 3-(6-Xmopriupa3uH-2-m1)munepuaIuH- 1 -kapOOHOBOH KHUCIOTHI TPET-0yTUIIOBBIH 3up

=N
(<
N cl
Boc

PactBop 3-(6-x10pnupasuH-2-uia)nunepuant-1,3-1ukapooHoBoH KUCIOTH 1-Tper-OyTriioBoro sdupa (46
r) B opTo-kcmione (300 mu) u gumetunareramuae (JIMA) (30 mur) HarpeBaii ¢ 0OpaTHBIM XOJIONMIEHUKOM B
tedeHue S5 4. [locne oxnaxaeHus 10 KOMHATHON TeMIepaTyphl ero mpoMbiBanu paccosioM (200 mux2). 3atem
OpPTaHWYECKHU CJIOW BBICYIIMBAIKM HaJ 0e3BoAHBIM Na,SOj,, QHIBTPOBAIM M KOHLEHTPUPOBAIHN B Bakyyme. 3a-
TEM TIOJIyYEHHBII OCTaTOK OYMINAIHM Ha KOJOHKe cuiukareis, anmoupys DA:JIXM:Hex = 1:1:3, ¢ nonyuenuem
COCIIMHEHUS, YKa3aHHOTO B 3arojioBke (18 r), B Buze Oenoro TBepaoro Bemiectsa. MC: 2987 (M+H+).

[D] 3-[6-(6-Xnop-1,1-gumeTnn-3-okco-1,3-TUTuapON30UHI0I-2 -HIT) TUPA3UH-2 -1 |-TIUTIepUANH- 1 -
KapOOHOBOM KHCIIOTHI TPET-OyTHIIOBBINA dPUP

Cl
[ I NNy N oﬁ/
I \[N/j)@\ro]/
Cmech 3-(6-XJI0pIHpa3wH-2-Hi)TAIIEPUINH- | -KapOOHOBOM KHCIOTH TpeT-OyTuinoBoro 3¢upa (892,5 wr,
3,0 MMoutb), 5-xmop-3,3-nuMeTH-2,3-TUrHAPON30NH 0N -1 -0Ha (TpOMeXyTouHOe coennHenne A-12, 586,5 wmr,
3,0 mmonb), Cul (171,4 mr, 0,9 mmomns), (1S,2S)-nuknorekcan-1,2-quamuna (205,2 mr, 1,8 mmoins) u Cs,CO3
(1,956 1, 6,0 Mmmouts) pacTBOpsiIM B ArokcaHe (15 mur). PeaknnoHHyI0 cMech 1MoiBeprain MUKPOBOJIHOBOH peax-
uu nipu 150°C B Tedenne 2,5 4, mocne yero HanmmBanu B H,O (50 mur) u sxctparupoBamn EtOAc (50 mix2).

O6”I)€L[I/IH€HHI)I€ OPraHnv4CCKUEC CJI0U NPOMBIBAJIN PACCOJIOM, BBICYIIMBAJIN HAJ 6C3BO,HHLIM Na2804, (1)I/IJ'ILTpOBa-
JU U KOHULUCHTPUPOBAJIU B BAKyyME C HNOJYYCHHUEM CBIPOIrO MNPOAYKTa, KOTOpLIﬁ 3aTCM OYHIIATIHN (1)J'I3HI-
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XpoMartorpagueii ¢ moJrydeHueM COSANHEHUs, yKa3aHHoTo B 3arojoBke (450 mr, 33%), B Buie 06e10ro TBEpAOTO
Bemecta. MC: 457,2 (M+H").
[E] 5-Xnop-3,3-aumeTnn-2-(6-nunepu -3 -ui-IupasuH-2-1i )-2,3 - TAri APOU30WHIOI - | -OH

Cl
[I :N N NH
I X
I \[J/G
N

Cmechb 3-[6-(6-xs0p-1,1-auMeTHII-3-0KCO-1,3-TUTUAPOM30MHT0II-2 - 1T ) TUPA3UH-2 -1 | -TIHIIC PUIUH- | -
KapOOHOBOW KHCIOTHI TpeT-OyTuinoBoro 3¢wupa (0,45 T, 0,99 mMMons) U TpUPTOPYKCYCHON KUCIOTHI (2 M) B
AXM (10 M) mepememmBany B TedeHWe | 4 mpu KOMHaTHOHM Temneparype. [locie ynaneHus pactBopuTens
ocraTok oOpadaThiBany BOJOH u dKcTparupoBanmu JIXM. Bonuslii pacTBop 00pabaThIBa HACHIIIEHHBIM BOJI-
HBIM pacTBOPOM KapOoHaTa HaTpus u dKcTparupoBann EtOAc. OObeAHEHHBIE OPTAHUYECKHE CJIOU BBICYIIIABA-
m Haj O6e3BomHbBIM Na,SO,. Ilocne ypaneHHs pacTBOPHUTENS CBHIPOH MPOXYKT MOTYYMJIM B BHIE JKEITOBATOTO
maca (352,9 mr, 100%). MC: 357,2 (M+H").

[F] 2-[6-(1-AneTunmunepuanH-3 -1 ) mupa3uH-2-ui|-5-x510p-3,3 - iuMe Thi-2, 3 - TUru ApOu30uHI01- | -0H

e

K cmecu 5-xmop-3,3-nmumetnin-2-(6-mumnepuIuH-3-mwi-mupa3uH-2-1mi)-2,3-TuruApou3ouHo-1-oxna (80 wmr,
0,22 mmons) 1 Et;N (44,4 mr, 0,44 mmons) B IXM (2 mi) mobasistnu anetwixiaopun (26,4 mr, 0,34 MMoITh) mpu
0°C. Tlocne ymaleHusi pacTBOPUTENST OCTAaTOK ouMlaiu npenapatuBHo BOXKX ¢ monyuyeHuem coeanHeHus,
yKa3aHHOTO B 3aronoBke (30,6 Mr, 35%) B Buae Genoro Teeporo Bemecta. MC: 399,2 (M+H").

ITpumep 463. 5-Xn0p-3,3-mumeTui-2-[6-( 1 -np onmMOHWIITHIEPHINH- 3 -1JT) TUpa3uH-2-1i]-2,3-

JAUTUAPOU3OUHIOII- 1-oH
CIN : e
N N N (6]
X
I \[ J/C/v[/
N

Ilo ananmoruu ¢ MeTOIOM, OMMCAHHBIM IJIS MOMy4YeHHs mpuMepa 462, NPONMOHWIXIOPH] UCTIONb30BaIH
(cramus F) mist momydeHust coeiMHEHUs, yKa3aHHOTO B 3arojoBke (36,3 mr, 40%), B Buzne 6eioro TBepIoro Be-
mectBa. MC: 413,2 (M+H+).

ITpumep 464. 5-Xn0p-2-[6-(1-3TancynbhoHmIMUNEepUANH-3 -1 )upazud-2-ui)-3,3-aume -2, 3-

JUTHAPOU3OUHIO- 1-on
Cl
(o]
[e] 7
. )

[To ananorum ¢ METOZOM, ONTMCAHHBIM JJIS ITOJTYYeHHS TpuMepa 462, 3TaHCYTh(OOHMIXIIOPH] HCTIOIH30Ba-
mu (cragust F) i momydeHus: coeqMHEHNUs, yKa3aHHOTO B 3aroioBke (29,6 mr, 30%), B Bume 0enoro TBEpaoro
Bemecta. MC: 449,2 (M+H").

[Tpumep 465. 5-Xnop-2-[6-(1-meTaHCynb)OHUIIHITIEPUANH-3 -1 ) TUpa3uH-2-1i]-3,3 - muMeTnn-2,3-

AUTUAPOU3OUHIOI- 1-on
Cl
O
N | N\ \s//:O
o] Pz |
N

[To anamoruu ¢ METOIOM, ONMCAHHBIM ISl TIOJTydeHUs! mpuMepa 462, MeTaHCyIb()OHWIXIOPH UCIIOIb30-
Bayn (craams F) mis nmomyuenns coequuenus, ykasanHoro B 3aronoske (19,1 mr, 20% Beixox), B Buae 6e10T0
TBepzoro Bemecta. MC: 435,0 (M+H").
Ipumep 466. N-[(S wmmm R)-4-(6-Xmnop-1,1-gumeTnn-3-okco-1,3-muruapon3onnaon-2-um)-5,6,7,8-
TETPAruAPONU30XUHOIMH-8-1IT|alieTaMu T
cl
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Mpumep 467. N-[(R wnmm  S)-4-(6-Xnop-1,1-mumernn-3-okco-1,3-quruaponzonnaon-2-ui)-5,6,7,8-

TETParuApOU30XUHOINH-8-1IT|aeTaMus

[A] 4'-bpom-5,5-nmumetnn-6',7'-muruapo-5"H-criupo[ 1 3-mrokcan-2,8'-M30XUHOJIVH |

. o
r | \/ o\)<

N

Peaknmonnyro cmech 4-6pomM-6,7-muruapo-SH-m3oxuHomnH-8-0Ha (IpomexxyTouHoe coeaunenne B-11[C],
5,0 T, 22 Mmomb), 2,2-numeTrin-tiponad-1,3-muona (2,8 T, 26,5 MMOJIb) M TOIYOJ-4-Cynb()OHOBON KUCIOTHI (85
Mr, 0,44 MmMoip) B Tomryosie (100 mur) HarpeBanu nipu 135°C B Teuenue 12 4. ITocie oxyiaxaeHus 10 KOMHATHON
TEeMIIepaTypbl CMeCh KOHIIEHTPUPOBAIN NP MOHMKEHHOM JIaBJICHHH C ITOJyYeHHEM OCTaTKa, KOTOPBIA 3KCTpa-
rupoBasid Mexay EtOAc u Bomoi. OpraHuueckuid cJIol IPOMBIBAIN PaccoJIOM, BBICYIIMBAIHM Hal 0E3BOIHBIM
Na,SO,, GunbTpoBamM 1 KOHIECHTPUPOBAIN B BaKyyMe C MOJy4E€HHEM chiporo npoxaykra (6,1 r, 88,9%) B Buze
CBeTIIO-KenToro TBepAoro Beuiecrsa. MC: 312,2 u 314,2 (M+H").

[B] 5-Xuop-2-(5,5-mumetnn-6',7'-muruapo-5'H-ciimpol[ 1,3 -auokcan-2,8'-n30XuHOMMH |-4'-11) -2, 3- TUT U APO-

1H-u3ounnoin-1-on
cl
(o)
“SEX
o] I P> o
N

CwMmecsh 4'-0pom-5,5-mumernin-6',7'-quruapo-5'H-ciimpo[ 1,3-auokcan-2,8'-uzoxunonu#| (5,0 v, 16 Mmoinb),
5-xnop-2,3-muruapounzonHnoin-1-ona (2,7 r, 16 mmons), (+)-(1S,1S)-1,2-quamuHonukiaorekcana (0,576 mn, 4,8
mmonb), Hoauaa meau(l) (456 mr, 2,4 mmons) u Cs,CO; (10,4 1, 32 MMonb) B arokcaHe (80 Mi1) HarpeBaiy MpH
150°C B Teuenue 4 u. [Tocne oxmnaxaeHns 10 KOMHaTHOH TeMIepaTypsl cMech pa30aBisuii Boxoi (50 mir) u skc-
tparupoBanu EtOAc (200 mix2). OObearHEHHBIE OPraHUYECKHE CIIOW BBICYHMIMBANN HaJ 0e3BoaHBIM Na,SOy,
(UIBTPOBAIM M KOHIGHTPUPOBAIH B BaKyyMe C IOJy4€HHEM ChIporo mpoxaykra (5,5 r, 86%) B Buae cerio-
JENTOro TBeporo Bemecta. MC: 399,1 (M+H").

[C] 5-Xnop-2-(5,5-mumerun-6',7'-muruapo-5'H-criupo|[ 1,3-nmuokcan-2,8'-uzoxunonuH | -4'-mn)-3,3-nume-

Tn-2,3-auruapo- 1 H-uzonnmon-1-ou
cl
o
st X
(o] | P> o
N

K  nmepememanHomy  pactBopy  S-xsop-2-(5,5-mumetun-6',7'-muruapo-5'H-coupo[ 1,3-nuokcan-2,8'-
W30XUHONHH|-4'-1n)-2,3-quruapo- 1 H-m3ounnon-1-ona (2,38 v, 6 mmons) B TT'® nobasmsmn LiHMDS (18 mn
1,0 M B TT'®, 18 mmons) nipu 0°C. PactBop nepemermmBany npu 0°C B Tedenne 30 MuH, mociie 4ero 100aBIIsuIH
CH;I (1,5 mi, 24 mmomns). ITomyuennyto B pe3ynbrate cmech nepeMemuBanu npu 0°C eme B Tedenue 30 MuH,
nocye 4ero ee pazbasisiu Bogoit (10 M) u sxctparupoBamu EtOAc (2x100 mir). O0beIMHEHHBIE OpTraHUYEeCKHe
CJION BBICYIIMBaNK HaJ 0e3BoAHBIM Na,SOy, (GHIbTPOBAIN U KOHIEHTPHPOBAIM B BaKyyMe C HOJYyYEHHUEM ChI-
pOro mpojayKTa, KOTOPBI 3aTeM ouumany (uaII-xpoMaTorpadueil Ha CHIMKarene, II0Upys rpaaueHToM ot 0
10 5% MeOH-/IXM, ¢ nony4eHneM COeTUHEHNs, YKa3aHHOTO B 3aroyoBke (664 mr, 26%), B BUAE JKENTOH Tie-
He. MC: 427,1 (M+H").

[D] 4-(6-Xn0p-1,1-gumeTwin-3-okco-1,3-TuruApon30uHI0I1-2-11)-6, 7-Turuapo-SH-1u30XuHOIUH-8-0H
cl

(e
¢] N/

K pactBopy S-xmop-2-(5,5-mumetmin-6',7'-nuruapo-5"H-ciimpo[ 1,3-auokcan-2,8'-m3oxuHonud]-4'-un)-3,3-
qumeTu-2,3-nuruapo- 1 H-monngon-1-ona (0,66 r, 1,55 mmons) 8 MeOH (2 M) no6asnsinu 40, HCI B quokca-
He (1,5 M1, 6 MMOJIB), M PEaKIIMOHHYIO CMECh IIepeMEIINBAIIN IPH KOMHATHOH TemriepaType B Tedenue 2 4. Ilo-
CJie BBIIAPMBAHUS PACTBOPHUTEINS OcTaToK pazdasisumi JIXM (20 M) 1 mpoMBIBaI HAaCHIIICHHBIM BOAHBIM pac-
tBOopoM NaHCO; (10 mir). Opranndeckuii ciioi BeicymmBany Haj 6e3BoaubM Na,SOy, hrbTpoBany u BeIapu-
BaJIM 710 cyXocTH. [lomydeHHbIH ocTaToK ounmmany (ism-xpomarorpadueil Ha cUIMKarese, SIOUpys TpaJueH-
ToM oT 0 1o 50% rexkcaH-ITHIALETAT, C MOIYYCHHEM COCIMHEHHMs, YKa3aHHOro B 3arosoBke (421 mr, 80%) B
BUJIE CBETJIO-XKENTOro TBepaoro Bemectsa. MC: 341,1 (M+H").
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[E] 2-(8-AmuHO-5,6,7,8-TeTparuipOn30XHHOIHH-4-111)-5-XJ10p-3,3-IUMETHII-2, 3 - TUTUIPOU30UHI0N- | -OH
cl

(@) | P

Cmech  4-(6-xmop-1,1-guMeTnn-3-okco-1,3-muruapon3ouHa0-2-1i)-6,7-muruapo-SH-n30xuHoamH-8-0Ha
(408 wmr, 1,2 mmois), NaBH;CN (75 wmr, 1,2 mmons) 1 CH;COONH, (1,0 T, 12 MmMmois) B uzonponanode (10 mur)
HarpeBaim g0 oOpasoBaHus ¢uierMbl B TeueHue 3 4. [locne oxyakaeHus 10 KOMHATHOH TeMIIepaTypel CMeCh
KOHIEHTPUPOBAJIH C MTOJyYEHHEM JKEJITOBATOTO Macja, KOTOPOe IKCTparupoBaiu Mexay Bonoit u EtOAc (2x100
Mi). O0beTMHEHHBIC OPTaHUYECKHE CIION MPOMBIBAJIM PacCOJIOM, BBICYIINBAIN Haa 0e3BogHBIM Na,SO,, GuirbT-
pOBaM M KOHIICHTPUPOBAIX B BaKyyMe C MOJIYYEHHEM CBIPOTO COSAWHEHHS, YKa3aHHOTO B 3arojioBke (327 wmr,
80%), B BHie KOPHYHEBOTO TBepOTo Bermecta. MC: 342,1 u 325,1 (M+H").

[F] N-[4-(6-Xnop-1,1-gumeTii-3-0kco-1,3- Turuapon30uHa0N-2-1)-5,6,7,8-TeTparu ApOn30XHHOIHH-8-

WJI]aneTaMu/
cl
o
N A AN
(o] | P H
N

K mnepememannomy pactBopy 2-(8-amuHO-5,6,7,8-TeTparuapon30XuHOIAH-4-11)-5-XJI0p-3,3 - ATUMCTHII-
2,3-nuruaponzonnnoii-1-ona (140 mr, 0,42 mmois) u Et;N (1,0 M) B IXM (10 Mi1) n06aBiIsam ane THIIXJIOpyu
(0,032 M, 0,44 mmons) ipu 0°C, u nepememuBanue npoaospkany npu 0°C B Teuenue 1 4. [Tocne BeImapuBaHus
pacTBOpHTENST OCTATOK AKCTparupoBasiu Mexnay Boaoil ¢ EtOAc (2x100 mi). OObeauHEeHHBIE OpraHHYECKHe
CJIOW TIPOMBIBAIIM PAcCOJIOM, BBICYITUBaIHM Haa O6e3BomHbM Na,SO4, GuiIbTpoBamM W KOHIEHTPHPOBAINA B Ba-
KyyMe C TOJIy4eHHEM ChIpOTO MPOAYyKTa, KOTOPHIHA 3aTeM OYMINAIHN (QIndII-XpoMaTorpadueld Ha CHIIMKarenie,
amronpys rpaguerToMm ot 0 1o 50% EtOAc-rentaH, ¢ morydeHHEM palleMHYECKONH CMECH COCTUHEHUS, yKa3aH-
Horo B 3arosioske (117 mr, 73%), B BUE CBETIO-KENTOro TBepaoro semectsa. MC: 384,1 (M+H"). 3arem sty
pareMHIecKyo CMeCh pa3Jielisuii ¢ oMoIbpio xupanbaoit BOXKX ¢ nomydenuem N-[(S wiu R)-4-(6-xmop-1,1-
JUMETHI-3-0Kco-1,3-nurnapon3onHnon-2-mi)-5,6,7,8-TeTparnipon30XMHOIMH-8-1i |anetaMuaa (35 mr, mpumep
466), MC: 384,1 (M+H"), u N-[(R unu S)-4-(6-x10p-1,1-1umernn-3-okco- 1,3-muruaponsonnaon-2-un)-5,6,7,8-
TeTparuapou30XMHOINH-8-1i]anetamusa (38 mr, mpumep 467), MC: 384,1 (M+H)".

IIpumep 468. N-[4-(6-Xnop-1,1-mumeTni-3-okco-1,3-AUrugpon30uHa0I-2-1n)-5,6,7,8-TeTparujpon30xu-
HOJIMH-8-WJI|TPOMMOHAMHUT

cl

(e}
H

o l P
N

ITo ananmoruu ¢ METOAOM, OMMCAHHBIM Ul MOIy4eHUs IpUMepoB 466 u 467, NPOMUOHIIXIOPHU UCIOIb-
30BasH (cTamus E) amst momydeHus paleMHIecKoi CMECH COeJMHEHHMs, YKa3aHHOTO B 3aroyioBke (19,1 mr, 20%),
B Buje Genoro Teeporo Bemecta. MC: 398,1 (M+H").

ITpumep A.

Coenunenne Gopmynsl (I) MOXKHO NPUMEHATH CIIOCOOOM, KOTOPBIM KaK TaKOBOM SIBIISIETCS] M3BECTHBIM, B

Ka4€CTBEC aKTUBHOI'O MHI'PCAUCHTA JJIA TOJTYUCHUA Ta6HeTOK, UMCIOMIUX CICAYIOMYI0 KOMITO3HUIUIO!:
Ha Tabnetky

AKTVUBHbIN UHIpEAMEHT 200 mr
MuKpokprCTannuyeckas Lennonosa 155 mr
Kykypy3HbIi kpaxman 25 mr
Tanbk 25 mr
I'mapokernponunMeTunuennionosa 20 mr

425 wr
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ITpumep B.
Coenunenne Gopmynsl (I) MOKHO NPUMEHATH CIIOCOOOM, KOTOPBIM KaK TaKOBOH SIBIISIETCS] M3BECTHBIM, B
KauecTBe aKTUBHOT'O HHIPEIUCHTA JUIA TOTYYSHHUS KaICyJl, HMEIOIUX CIEAYIOIIYI0 KOMITO3HLHIO:

Ha kancyny

AKTUBHbIWA HIPEANEHT 100,0 mr
Kykypy3HbI kpaxman 20,0 mr
NakTosa 95,0 mr
Tanbk 4,5 mr
Creapat mMarHus 0,5 mr

220,0 mr

OOPMVIIA U30OBPETEHUA

1. Coemunenust popmysi (1)

\/\ 3
S

rae R npencrasiset cobort H, Ci-Cy-ankun wim ¢permn-C;-C,-aaxu;

R? u R® HesaBucumo BbIOpanel n3 H winn C-C;-ankmna;

R* npejcTaBisieT coboit H;

160 R' u R? BMecTe ¢ aToMom yriepoja, K KOTOpPOMY OHHU TPUCOEAUHEHBI, 00pa3yroT C;-Cy-IIMKIIOATKIIT,

Al MpEJCTaBIsIET COOOU CRB;

A? TIpeCTaBIsAeT cOO0M CR9;

Al TIpeACTaBIsAET COO0M CRlO;

A* TIpeACTaBIsAeT cOO0H CR“;

A’ TIpeCTaBIsAeT cOO0M CR6;

onuH U3 R°, R6, R’uR? BBIOpaH u3 aroma ranoreHa, C;-C;-aKOKCH U THAPOKCH, a APYTHE, Kax bl He3a-
BHCHMO, BbIOpaHbl 13 H 1 aToMa ranoreHa;

R’ npejcTaBisieT coboit H, atom ramorena, nuano, Ci-Cq-ankmi, ruapokcu-C,-Cs-ankmn, ramored-Ci-Cs-
ankui, Ci-C;-ankoken-C;-C-anmkmi, C;-Cq-ankokcu-C;-Cg-miukmoankun-C,-Cs-ankun, qu-C-Cq-ankokcu-C;-C,-
ANKWI, 3aMCIIeHHBIA (QeHmIruaApokcu-C -C,-alKul WM 3aMeIeHHBIH reteponuknoankmi-C -C,-ankun, rie
TETEePOIUKIOANKIII IIPEICTABISICT COO0H 6-UJICHHBIH TeTepOLUKIOAIKII, COICPKAIUI Ba aTOMa a30Ta B Kaue-
CTBE TETEPOATOMOB, TJIe 3aMeIIeHHBIH (heHIITHIPOKCH-C -C7-aNKIi U 3aMeIIeHHbIN reTeponukioankuia-C,-C;-
aJIKAJT 3aMEIICHBI R32, R¥u R34, Tae R32, R¥u R34, KaKJIpI HE3aBUCHMO, BBIOpanb! u3 H, atoma ranorena u C,-
C,-ankunia;

R'"” npencrapmser coboit -O,-(CRR'®),-(CR'7R'®),-(CRR™),R*;

6o R’ 1 R' BMecTe ¢ aToMamu yrizeposa, K KOTOPBIM OHH MPHCOCIUHEHE, 00pasyioT 3aMeleH bl Cs-
Cy-TIMKIIOATKIII, 3aMEIICHHbBIN (eHIT WITH 3aMENIeHHBIA S-UJIeHHBINH TeTepoapil, CoAep AU OJWH N JBa
aToMa a30Ta B Ka4eCTBE IreTepoaToMoB, re 3amerieHHbI C;-Cg-IIMKITOATKHII, 3aMeIeHHBIA (PeHIIT U 3aMeIeH-
HBII reTepoapuil 3aMelleHbI R35, R* u R37, rae R35, R* u R37, Kbl He3aBUCHUMO, BEIOpaHbI u3 H, aToma ra-
norena, ammHo, HUTpo, C;-Cs-amkmna, C;-C;-amkmnkap6onuna, C;-C,-ankwicynbponmna, ramnoreH-C;-C-
ankwna, Ci-Cs-ankunkapoonmwiamMuHo u Ci-C;-aNKkuicyib()oHIIaMIHO;

R' nmpeacTaBisiet coboit H;

RIS, R uR" BBIOpaHBI, KXl HezaBucumo, u3 H, C;-C;-ankuna, C;-Cg-riuknoankmia, ranoreH-C,-C;-
anmkuiia u rasoreH-C;-Cg-1TUKII0aNKuIa;

R16, R u R BBIOpaHBI, KOKIABIA He3aBUCUMO, U3 H, Tunpokcu, atroma ranorena u C;-C;-ankuna;

R* npencrasiseTr coboir H, atom ramoreHa, muaso, -ORZS, —SRZS, -S(O)R25 R -NR25R26, -NR26SOZR25 R
NR*C(O)R*, -NR**C(O)NR*R?, -C(O)R*®, -C(O)NR*R*, C;-Cg-IKinoankui, 3aMemmeHHslii retepo-Cy-Cg-
IIUKIIOATTKHII, COJEpIKAIIMiA B Ka4eCTBe TETEPOATOMOB OJH aTOM a30Ta, JIBa aToMa a30Ta, aTOM a30Ta M aToM
KHCJIOPOJIa HJIM aTOM a30Ta U aTOM CEephl, 3aMEILEHHbIN S5-UJIeHHBIN reTepoapui, CoAepKaluuil B KauecTBe reTe-
pOATOMOB OJIMH, IBa WJIM TPU aTOMa a30Ta MM aTOM a30Ta M aTOM KHCJIOPOJa, WJIM 3aMeIIeHHBINA (EeHWUI, TIe
3aMenieHHBIA TeTepo-C;-Cy-IIUKITI0ATKIII, 3aMEIICHHBIN reTepoapil U 3aMEIICHHBIA (EHIT 3aMEIICHEI R38, R
u R40, rae R38, R u R40, KaX/IbIil He3aBUCUMO, BEIOpaHbl U3 H, aToMa ranoreHa, THIPOKCH, aMHHO, [IUAHO, OK-
co, Ci-Cy-anmkuna, Ci-Cy-ankmwikapoonmna, C;-C;-ankmicynsponmna, ruapokcu-C-Cs-ankmna, ramored-Ci-Cs-
ankmna, C;-Cg-miukoankmna, C;-C;,-ankokcukapoonmna, Ci-Cs-amkokcu-C-Cs-ankuia v XJIOpIUPHIUHIIKAP-
OoHMIa,

R npencrasnseT coboit H, C-C;-amkmi, ruapokcu-C,-Cs-amkun, kapookcu-C,-Cq-ankun, ranoren-C,-C;-
ankmi, Cs-Cg-muxomoankmt, Cs-Cg-mukmoankmin-C-Co-ankui, 3aMeneHHbId retepo-Cs-Cg-IMKI0anKuil, coaep-
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JKalllMii B KauecTBE IeTepoaroMa aToM KHCIopoja, 3aMelleHHbI rerepo-Cs;-Cg-nmknoankuin-C-Co-ankui, co-
JICp KAl B KAa4eCTBE I'eTepoaTOMa aToM a30Ta WM aTOM KHCIOPOJa, 3aMCIICHHBIN TeTepoapuil, MpeICTaB-
TSIONTUN COOOHN S-uNeHHBIH reTepoapwi, COAep KaIIui B KaueCTBE IreTepoaTOMOB JIBa aTOMa a30Ta WM aTOM
a30Ta ¥ KUCJIOPOa, WM 6-4JISHHBIH TeTepoapmi, COEPIKalIui B Ka4ecTBE TeTepoaToMa aToM a30Ta, 3aMellleH-
HBIA TeTepoapmit-C,-C,-alkum, Tae TeTepoapiil MPeACTaBiIsIeT COO0H S-UIIEHHBIH TeTepoapil, CoAepKallui B
KauecTBE reTepPOaTOMOB J[Ba aToMa a30Ta, 3aMelIeHHbIN (Germn i 3amerieHabii permn-C,-Cs-ankui, Tae 3a-
MemeHHbIH TeTepo-Cs-Cs-IMKIToaNKII, 3aMemeHHbI reTepo-Cs-Ce-muknoankuin-C-Co-alkui, 3aMeneHHbINH
reTepoapu, 3amerneHHbIi retepoapui-C,-C;-anku, 3aMenieHHbId GeHmt u 3amemeHHbrid Gernn-C,-C;-ankur
3aMEIIEHBI R41, R¥u R43, rae R41, R¥u R43, KaX/IbIil He3aBHCUMO, BEIOpaHbl u3 H, atoma ramorena, C;-C--
ankuia u ranored-C,-C,-ankuna,

R* u R BBIOpaHbI, Kaxaeld HezaBucumo, u3 H, C;-C;-amkmma, C;-Cg-imkioankuna, rajgoreH-C;-C-
aykuiia wik rajgoreH-Cs-Cg-IIMKI0aNKIIIa;

6o R u R*® BMecTe ¢ aTOMOM a30Ta M aTOMOM YI7Iepoa, K KOTOPBIM OHH TPHUCOSIHHEHBI, 00pa3yioT
retepo-C;-Cg-1IIUKI0aTKUIT,

R*® npencraBmsier coboit H, 3amernennsrii rerepo-Cs-Cy-IHKIOAIKII, COACPXKALIHIT B KAYECTBE reTepoa-
TOMa aTOM a30Ta WJIM aTOM a30Ta M aTOM KHUCJIOpOJa, WJIM 3aMEILIEHHbIN S-4JIEeHHBIN TeTepoapuil, COAep KAl B
KauecTBE TeTepoaTOMOB JIBa aTOMa a30Ta, TIe 3aMeleHHbIH reTepo-Cs-Cg-IMKIIOANKIIT U 3aMEIIEHHBIA TeTe-
poapuil 3aMenIeHbI RSO, R u R52, rIue RSO, R u R52, KaKJIpI HE3aBHCHMO, BRIOpaHbl W3 H, aToma ranorena,
ruapokcu u C-C;-ankuina;

N paBHO HYJIIO UK 1;

m paBHO HYJIO Wi 1;

P, q ¥ T HEe3aBUCUMO BBIOPAHBI U3 HYJIA U 1;

U MX (apMaIeBTUICCKH TPUCMIIEMBIC COJIH.

2. Coenuuenne 1o 1.1, rae R' npencrasisget coboit H, C;-Cs-amkun wnu denmn-C,-C;-amkumn; R? BEIOpaH
3 H wim C;-C;-ankuna.

3. Coenmuenne no .1, rae R' u R? BMecTe ¢ aToMOM yriepojia, K KOTOPOMY OHH TIPHCOEIHHEHBI, 00pa3y-
10T C3-Cg-IIUKIIOAIKHIIL.

4. Coemunenue mo yobomy w3 mi.l-3, roe R’ npencrasiseT coborr H, arom ramorena, muano, C;-C;-
ankwr, tuapokcu-C -Co-ankmn, ranored-C,-C;-ankwmn, C,-Cs-ankoken-Ci-Co-amkun, C;-Cs-ankokcu-Cs-Cg-
rukoankun-C-Cq-ankwmr, au-C;-C;-ankokcu-C,-C;-ankui, 3aMenieHHbin  peHmruapokcn-C-Co-aakun  win
3aMEeIICeHHBIN reTeporukIoankuil-C-C-alKui, T1e TeTepOIUKIOATKHII PEICTaBIsIeT COO0UW O-UJIEHHBIA reTe-
POLMKIIOANKIII, COJCPKAIIMIA TBA aTOMa a30Ta B KAUYECTBE I'ETEPOATOMOB, TJC 3aMCIICHHBIA (CHUITUAPOKCU-
C,-Cy-ankun 1 3aMelieHHbli rerepounkioankimi-C-Co-aakui 3aMenieHbl R32, R¥ u R34, rae R32, R*¥ u R34, Ka-
KBTI HEe3aBUCHMO, BEIOpaHbl 3 H, aroma ranorena u C;-C;-ankmia.

5. Coenmuenue no mo6omy u3 miw.1-3, rie R’ u R'’ BMecTe ¢ aTomamu yriepoa, K KOTOPEIM OHH MPHCOE-
JIMHEHBI, 00pa3yroT 3amerneHHbIH C;-Cg-TIMKIIOaTKIII, 3aMEIICHHBIA (DCHUI WK 3aMCIICHHBIA 5-UJICHHBINA reTe-
poapuil, coAepXKallMii OIWH WM JBa aToMa a30Ta B KAauyeCTBE TEeTEPOaTOMOB, The 3amemieHHbIA C;-Cg-
IIUKIIOATTKHT, 3aMEIICHHBIN (DEHNIT ¥ 3aMEeIeHHBIA TeTepoapuil 3aMenleHbI R35, R¥* u R37, Tae R35, R* u R37,
KK HE3aBUCUMO, BHIOpaHbl 3 H, aTroma ramorena, amuHo, HUTpo, C;-C;-ankwmna, C,-Cs-ankunkapOoHmia,
C,-Cs-ankuncynsponmna, ranoreH-C,-C;-ankwmia, C;-Cs-ankmnkapOonmnamuao u  C-C;-ankuicyab(oHWI-
aMUHO.

6. CoenuHenue 1o Jrobomy u3 1. 1-5, roe R" BbIOpaH u3 H, C-C;-ankmna, C;-Cg-IMKII0aIKHIIA, TaJOreH-
C,-Cs-ankuna u raynoreH-C;-Cg-1IuKiioankumia.

7. CoenmuHenue 1o rodomy u3 1. 1-6, rue R* BeIOpaH u3 H, C;-C;-ankuna, C;-Cg-IIUKII0ATKIUIIA, TAJIOTCH-
C,-Cy-ankuna ninu ranoreH-C;-Cg-IIMKI0aNKIIIa.

8. CoemuneHue 1Mo T000MY U3 1l 1-7, BEIOpaHHOE U3 CIICAYIOMIUX COCTUHCHUN:

6-xJ510p-2-nUupUANH-3-ui-3,4-quruapo-2H-uzoxunonus- 1 -ona;

5-(6-x710p-1-0KC0-3,4-nuruapo-1H-n30XnHOINH-2-UT)HUKOTUHOHUTPUIIA;
6-xJ10p-2-(5-TUAPOKCUMETHIITUPUINH-3 -11)-3,4- murunpo-2 H-u30XuHOIMH- 1 -0Ha;
6-x510p-2-(5-xM0pTIHpUANH-3-1)-3,4-quruapo-2H-n3oxuHoymH- 1 -oHa;
6-x510p-2-(5-proprmmpuann-3-un)-3,4-muruapo-2H-n30xuHoMH- 1 -0Ha;
6-xJ10p-2-(4-xT0pTIHpUANH-3-1)-3,4-quruapo-2H-u3oxuHoymH- 1 -oHa;
2-(5-6poMrupuanH-3-1i)-6-x510p-3,4-muruapo-2H-u30xuHoIMH- 1 -0Ha;
6-xJ510p-2-(5-MeTHAMUPUANH-3-1i)-3,4-muruapo-2H-u3oxuHonmH- 1 -oHa;

5-(6-xmop-1-okco-3,4-nurnapo- 1 H-u30XuHOoIMH-2 -1 TUpUIHH-3-KapOabAeruaa;

6-x110p-2-(5-MeTOKCUNMPUIANH-3-11)-3,4-murunpo-2 H-u3oxunonun- 1 -ona;

6-x110p-2-(5-M30NPONOKCH-TIUPUANH-3-11)-3,4-muruapo-2H-n3o0xuHonns-1-oHa;

6-x1510p-2-[ 5-(1-ruApoKcH- 1 -MeTHIATUI ) TUPUAUH-3 -1 ] -3 ,4-quruapo-2H-u30xuHonun- 1 -oxa;

6-x510p-2-[ 5-(1-ruApokcUI TUIN ) TUPUANH-3 -1 |-3,4-quruapo-2H-uzoxunonuu- 1 -ona;

6-x110p-2-[5-((R)-1-ruapokcuatin) mupuanH-3-wi|-3,4-nuruapo-2H-n3oxuHonus- 1 -oHa;

6-x510p-2-[ 5-((S)-1-ruApOKCHATIIT ) TUPHUANH-3 -1 |-3,4-muruapo-2 H-n3oxuHonuH- 1 -oHa;

6-x510p-2-[ 5-(1-MeTOKCHA THI ) TUpU I H-3-111|-3,4-muruapo-2 H-uzoxuHonuH- 1 -oHa;
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2-(5-aMmuHONMPUIAUH-3-111)-6-XJ10p-3,4-nurunpo-2H-n30xuHoaMH- 1 -0Ha;

6-x110p-2-[5-(2,2,2-Tpud TOp- 1 -rUaApoKCHI TIIT)IUPUAUH-3 -1 |-3,4-nuruapo-2 H-u3oxunonus- 1 -oHa;
6-x510p-2-[5-(2,2,2-TprU TOP- 1 -METOKCHUATHI ) TUPU TN H-3-111|-3,4-muruapo-2H-u3oxuHonuH- 1 -oHa,
6-xJ10P-2-[ 5-(MUKIOTIPOHIT U IPOKCUMETHI ) TUPUAWH-3 -1 | -3 ,4-nuru Apo-2 H-n30xXuHoMH- 1 -0Ha;
6-xJ10p-2-[ 5-(IMUKIOTIPOTTUIME TOKCUME THIT ) TUPUANH-3 -1 |- 3 ,4-muruapo-2 H-u3oxuHomH- 1 -0Ha;
6-xJ10p-2-(4-TpUPTOPMETHITUPUINH-3 -11)-3,4- muruapo-2 H-n30XuHOIMH- 1 -0Ha;

6-xJ10p-2-[ 5-(2-rUAPOKCHATHI )\ IUPUANH-3 -1 -3 ,4-nuruapo-2H-uzoxuHosmH- 1 -oHa;

6-x510p-2-[ 5-(1-MeTOKCH- | -MeTHIDTIIT) TUpUIUH-3 -1 |-3,4- murunpo-2 H-n30xuHoamH- 1 -oHa;
9TaHCYJIL(OHOBOH KHUCJIOTBI [5-(6-xmop-1-okco-3,4-nurnapo- 1 H-n30XuHOIMH-2-HT) TUPUIUH-3 -

I/IJ'IMCTI/IJ'I] aMuJa,

6-x110p-2-[5-(2-okconupponuaus- 1 -un)nupunun-3-uil-3,4-quruapo-2H-u3oxunonus- 1 -oxHa;
6-x110p-2-(1-metmi-1H-nupazono|3,4-c Jnupunnn-4-mn)-3,4-nuruapo-2H-n3oxuHonmH- 1 -oHa;
6-x510p-8'-ruapoxcu-3,4,5',6',7',8'-rekcaruapo-[ 2,4'| AMU30X MIHONUHUI- | -OHa;
N-(6-xnop-1-okco-3,4,5',6',7',8'-rekcaruapo-1H-[2,4' nun30 X MHOTUHWII-8'-KJT ) IPOTIMOHAM U 1A,
6-x10p-2-{5-[runpokcu-(1-meTmi- 1 H-umuaazon-2-uin)MeTvi [mupuana-3-ui } -3,4-muruapo-2 H-n3oxuHo-

JIMH-1-0Ha;

OHa,

OHa,

6-x510p-2-{5-[(3,4-mupTOpPEHIT)THIPOKCUMETHI | TUPUANH-3 -1 } -3 ,4-nuruapo-2H-n30xuHomuH- 1 -oHa;
6-x510p-2-{5-[(3,5-mudTOpPEHIT)THIPOKCUMETHI | TUPUANH-3 -1 } -3 ,4-nuruapo-2H-n30xuHomuH- 1 -oHa;
6-x310p-2-{5-[(4-3TUAGEHIIT)TUAPOKCUMETHII |TUPUANH-3 -1 } -3,4-nuruapo-2H-u30xuHomrH- 1 -0Ha;
6-xJ310p-2-[ 5-(TUIPOKCUPEHUIMETHIT) TUPUANH-3 -1 | -3,4-muTuapo-2 H-n30XuHoIMH- 1 -0Ha;
6-x110p-2-[5-(1-ruapoxcu-1-henumaTin) mupuaus-3-un]-3,4-nuruapo-2H-u3oxuHoauH- 1 -oHa;
6-x10p-2-{5-[1-(3,4-mucpropdenmn)- 1 -ruapoKcHdI THIA [MUpUIUH-3 -1 } -3 ,4-muruapo-2 H-u3oxuHonms- 1 -

6-x10p-2-{5-[1-(3,5-mucpropdenn)- 1 -ruapoxcus THA [MUpUIUH-3 -1 } -3 ,4-muruapo-2H-uzoxuHonms- 1 -

6-x110p-2-[ 5-(MOp hommH-4-KapOoHUN ) UpUANH-3 -1 |-3,4-muruapo-2 H-u3oxuHomH- 1 -oHa;

6-x310p-2-[ 5-(3-rUAPOKCUTTP PO ANH- | -Kap OOHM ) TP ANH-3 -1 |-3,4-muruapo-2H-uzoxuHonuH- 1 -oHa,
5-(6-x110p-1-0KC0-3,4-mUrnuapo- 1 H-uzoxuHomH-2-11)-N,N-THMe THTHUKOTHHAMHU 1A,

6-xJ10p-2-[ 5-(TTUpp o ANH- 1 -KapOOHMT ) TP ANH-3 -1 |-3,4-1uruapo-2H-n3oxuHonuH- 1 -0Ha,
5-(6-x110p-1-0KC0-3,4-mUrnapo- 1 H-u30XuHOIMH-2-111)-N-METHITHUKOTHHAMH 1A,
5-(6-x110p-1-0KC0-3,4-mUrnapo- 1 H-u30XuHOIMH-2-11)-N-TTUKIOPONTMTHUKOTHHAMU/IA,;
5-(6-xmop-1-okco-3,4-nurnapo-1H-n3zoxunonun-2-11)-N-(4-dpropdeHnn) HUKOTHHAMH 13
5-(6-xmop-1-okco-3,4-nurnapo- 1 H-nzoxunonuH-2-111)-N-QeHUITHIKOTHHAMUAA;
6-x110p-2-[5-(4,4-mudpropninnepuauH- 1 -kapOooHWIT ) IUpUAUH-3 -1 -3 ,4-1uruapo-2 H-u3oxnHonmH- 1 -oHa;
6-x110p-2-[5-((S)-2-METOKCUMETHIITUPPOIUINH- | -HIAMETHIT ) TUPUIUH-3 -1 -3 ,4-nuruapo-2H-u3oxuHo-

JuH-1-0Ha;

OHa,

6-x110p-2-[5-((S)-2-METOKCUMETHIITUPPOIUINH- | -HiT)IUpUIUH-3-1i]-3,4-murunpo-2H-u3oxnHommH- 1 -

6-x510p-2-[ 5-((S)-2-rUApOKCUMETHII-5-0KCOTTUPPOTUANH- | -¥i ) upu auH-3 -1 -3 ,4-nuruapo-2H-uzoxuno-

JIMH-1-0Ha;

6-xJ10p-2-MIpUANH-3-un-2H-n30XuHOMMH- 1 -0Ha;

6-x510p-2-(5-propmmupuann-3-nn)-2H-u30XuHOIUH- 1 -0Ha;
6-x510p-2-[4-(1-ruapokcUI TUN ) IUPUANH-3 -1 |-3,4-aguruapo-2H-uzoxunonuu- 1 -ona;
6-x110p-2-(4-TUAPOKCUMETHINNPUANH-3-1)-3,4-uruapo-2 H-n3oxuHonus- 1 -oHa;
2-[5-(1-aMPHOUIMKIIOTIPOTIFLT ) TUPU U H-3 -1 | -6-XT0p-3,4-muruapo-2H-u30xuHonuH- 1 -oHa;
6-x110p-2-[5-(4-metnin-4H-[ 1,2,4]tpuazomn-3-wi)mupuaus-3-wmi] -3,4-muruapo-2H-u3oxuHoanH- 1 -oHa;
6-x110p-2-(5-MeTmICynbhaHUANMUPUANH-3-11)-3,4-nuruapo-2H-n3oxuHonus- 1 -oHa;
6-x110p-2-(5- 1M TOPMETOKCUITUPU TUH-3 -111) -3 ,4-niurnapo-2H-u3oxuHonuH- 1 -ona;
6-xJ10p-2-(4-TUMETOKCUME THIITTUPU TN H-3-11)-3,4-murupo-2 H-uzoxuHonvH- 1 -oHa;

6-x510p-2-[ 5-pTOp-4-(1-rUAPOKCUAI T ) IUPUANH-3 -1 |-3,4-muruapo-2H-u3oxuHonuH- 1 -oHa;
6-x510p-2-{4-[(4-DTOPDEHIT) THIPOKCUMETHII |TUPUANH-3 -1 § -3 ,4-nmuruapo-2H-u30xXuHonuH- 1 -0Ha;
6-x510p-2-[4-(1-MeTOKCHA THI ) TUPU I H-3 -1 |-3,4-muruapo-2 H-uzoxuHonuH- 1 -oHa;
6-x10p-2-(1-Metnn-1H-muppono[ 3,2-c[mupunua-7-nn)-3,4-muruapo-2H-u30XuHoauH- 1 -0Ha;
6-xJ10p-2-(5-IHUKIOTPONMIITU PUANH-3-11) -3 ,4-nuruapo-2 H-n30xuHomuH- 1 -0Ha;
6-x110p-2-[5-(2-metnin-2H-[ 1,2,4]tpuazon-3-wi)nmupuaus-3-wmi] -3,4-nuruapo-2H-u3oxuHoanH- 1 -oHa;
6-X110p-2-(5-1MKIONPOTTOKCHITUPHUINH-3-11) -3 ,4-turuipo-2H-n30xnHonnH- 1 -0Ha;
6-x110p-2-(4-METOKCUMETHIITUPUINH-3-11)-3,4-1urunpo-2H-n3o0xnHonnH- 1 -oHa;
6-x110p-2-[5-pTOop-4-(1-TMApOKCH- 1 -MeTHI TIIN) TUPUAUH-3 -1 -3,4-nuruapo-2 H-u3oxnHonuu- 1 -oHa;
6-x110p-2-[ 5-(5-MeTnnmnupazon- 1 -unmerwn) mupuanH-3-ui|-3,4-muruapo-2H-n3o0xuHonus- 1 -oHa;
6-x10p-2-(1H-uppomno[3,2-cJnupunun-7-un)-3,4-muruapo-2H-n3o0xnHonnH- 1 -oHa;
6-x110p-3,4-muruapo-[ 2,4 | iIMM30XMHOIMHIII- | -0Ha;

3-(6-x110p-1-0KC0-3,4-mUrnapo- 1 H-nu30XuHOJIMH-2 -1 )U30HUKOTHHOHUTPHIIA;
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6-x110p-2-(5-PpTOpP-4-METOKCUMETHIANUPUANH-3-11)-3,4-uruapo-2H-n30xuHonuH- 1 -oHa;
6-x110p-2-[5-prop-4-(1-MeTokcuaTHI) IMpUANH-3-11]-3,4-nuruapo-2H-n3o0xuHonmH- 1 -oHa;
6-xJ10p-2-(4-U30TTPOMTOKCUMETHIITUPUANH-3-1)-3 ,4-muruapo-2 H-u30xXuHOIMH- 1 -0Ha;
6-xJ10p-2-[4-(IUKIOTIPOTTUIME TOKCUME THIT ) TUPUANH-3 -1 |-3,4-muruapo-2 H-u30xuHomH- 1 -0Ha;
6-x510p-2-[5-(3,5-numernin- 1 H-mupazon-4-un)mupuann-3-ui |-3,4-quruapo-2H-u3oxuHomH- 1 -oHa;
6-x510p-2-[5-(3,5-numernn-3H-umunazon-4-wn) nupuaus-3-mi | -3,4-muruapo-2H-uzoxuHonnH- 1 -oHa,
6-x510p-2-[5-(1,1-nuoxco-1 AS-[1 ,2]|THa3uHaH-2-WIMETUI ) THPUINH-3 -1 -3,4-1uruapo-2H-m3oxuHonmH- 1 -

6-x510p-2-[5-(1,1-nnoxco-1 )\.6-1/130TI/Ia30J'II/IL[I/IH—2 -HIIMETH ) TUPUAIH-3 -1 -3 ,4-muruapo-2H-n30XuHOIHH-

1-oHa;

6-x510p-2-[ 5-((S)-2-ruApOKCUMETHII-5-0KCOMTUPPOITUANH- | -HIMETHIT ) TUPUIUH-3 -1 |-3,4-muruapo-2H-

HM30XHHOJIHUH- 1 -OHa,

(S)-1-[5-(6-xm0p-1-0kco-3,4-nuruapo- 1 H-u30XMHOINH-2- W) I PUIMH-3 -AIMETHI | TUPPOTHIMH-2-Kap-

OOHOBOM KHCIIOTHI METHUIIOBOTO (Hpa;

6-x110p-2-(5-METOKCUIIUPUINH-3-11)-3-MeTHI-3,4-nuruapo-2H-n3oxuHonuH- 1 -oHa;
6-x710p-2-(5-THAPOKCUMETHIIPUANH-3-1i1)-3-MeTHII-3,4-nturuapo-2H-u3oxuHoauH- 1 -ona;
6-x110p-2-[ 5-(2-n30NMpOonMIMMHUIa301- | -MIMEeTHIT) TN pUANH-3 -1 ]-3-MeThi-3,4-nuruapo-2 H-u30XuHoImMH-

1-oHa;

6-xJI0pP-3-MeTHI-2 -TIUPUANH-3-1i1-3,4-muruapo-2 H-n30xuHonmH- 1 -oHa;
6-x510p-2-(5-proprmmpuaun-3-un)-3-metun-3,4-quruapo-2H-uzoxuHonuH- 1 -oHa,
(R)-6-xmop-3-meTun-2-nupunni-3-ui-3,4-muruapo-2H-u3oxuHonnH- 1 -oHa;
(S)-6-x10p-3-MeTHI-2-TUpHUINH-3-WI-3,4- muruapo-2H-u30xuHoauH- 1 -0oHa;
8-x510p-3-MeTHA-2 -pUANH-3-1i1-3,4-muruapo-2 H-n30xuHonvmH- 1 -oHa;
6-MeTOKCHU-2-TUpUANH-3-1i-3,4-muruapo-2H-nu30xuHonus- 1 -oxa;
5,6-nuxiop-2-nupuann-3-ui-3,4-quruapo-2H-uzoxunonus- 1 -ona;
6-x110p-5-prop-2-(5-MeTokcunmpuanH-3-mi)-3,4-nuruapo-2H-n3oxuHonus- 1 -oHa;
6-x110p-7-prop-2-(5-MeTokcunmpuanH-3-mi)-3,4-nuruapo-2H-n3oxuHonus- 1 -oHa;
6-x510p-7-rop-2-nupuauH-3-ui-3,4-nuruapo-2H-n3oxuHonuH- 1 -oHa;
6-x510p-4,4-TUMEeTHII-2-TTHPUANH-3-1i1-3,4-muruapo-2 H-n3oxuHonvH- 1 -oHa;
6-xJ10p-2-(5-METOKCUTTUPHUINH-3 -11)-4,4- mume THII-3,4- muruapo-2 H-n30XuHoMuH- 1 -0Ha;
6-x510p-2-(5-bropmmupuann-3-un)-4,4-mumeTnn-3,4-quruapo-2H-u3oxuHonmH- 1 -oHa;
6-xJ10p-4-MeTH-2 -IUPUANH-3-1i1-3,4-uruapo-2 H-n30xuHonvH- 1 -0Ha;
6-x510p-2-(5-proprmmpuann-3-un)-4-metun-3,4-quruapo-2H-uzoxuHonuH- 1 -oHa,
6-xJ10p-2-(5-METOKCUTTUPHU TN H-3 -1T)-4-MeTWII-3 ,4-nuruapo-2 H-n30xuHonmH- 1 -oHa;
5-XJ10p-2-NUPUANH-3-UJ-2,3 - AUTUAPOUZONHI0- | -0Ha;

5-x110p-2-[ 5-(2-M30MPOTIITUMHUIA301T- | -ITME THI ) TUPUANH-3 -1 |-2,3 - TUTHAPOU30UHIO0I- | -OHa;
5-xnop-2-(5-[1,2,4]rpnaszon- 1 -uaMe THIMHPUINH-3-11)-2,3 - TUTHIPOU30HMHAION- | -OHa;
5-xop-2-[5-(2-MeTHITMMUIA301- | -HIIMETHIT ) TUPUIUH-3-11 | -2, 3 - IUTHAPOU30MHI0- 1 -0Ha;
5-x1510p-2-[ 5-(2-0KCONUPPOTUANH- | -UIAMETHI) TUPUIUH-3-1I1]-2,3 - AUT U POU30MHI0I- | -OHa;
5-xn0p-2-[5-((S)-2-MeTOKCUMETHIITUPPOIUINH- | -HIMETHIT) TUPUINH-3 -1 ]-2,3-TUr 1 IpOM30MH0- | -OHa;
5-x510p-2-[ 5-(2-0KCOnUMEepUANH- | -HIMETHIT) TUPUIANH-3 -1 |-2,3 - TUTHAPOU30UH 0~ 1 -OHa;
ATaHCYIBPOHOBOH KUCIOTHI [S-(5-X1mop-1-0kco-1,3-Auruapon30nuHI0I-2 -1 ) TAPUANH-3-HIMETHIT |aMU/1a;
5-xyop-2-(1-metnin-1H-tmmpazono[ 3,4-cJmupuana-4-mn)-2,3-TuTruIpon30uHA0N- | -OHa;
5-x510p-2-(8-ruaApoKcu-5,6,7,8-TeTparuipoOn30XMHOINH-4-1111)-2, 3 - AUT U APOU30MHI0I- | -0Ha;
5-xJ10p-3-MeTH-2 -TIUPUANH-3-HI1-2, 3 - TUTUIPOU30HNHI0- | -OHa;
6-xJ10p-3-MeTUI-2-TUPUANH-3-UJ1-2,3-TUT U IPOU30MHA0M- | -OHa;
5-x110p-2-(5-MEeTOKCUIIMPUINH-3-11)-3-MeTHA-2,3 - AUTUAPON3ONH /0N~ | -OHa;
5-x10p-3-MeTHia-2-(4-MeTHINUPUANH-3-11)-2,3 - ANTUAPON30UHI0I- | -0Ha;

5-x510p-2-[ 5-(1-ruAPOKCUI TUI ) TUPUANH-3 -1 |-3-MeTHII-2, 3 - TUTUIPOU30UHAON- 1 -OHa;
5-xnop-2-(5-propnupuanH-3-m1i)-3-MeTHiI-2,3 - ANTUAPOU30UHI0N- 1 -OHa;
3-0eH3un-5-X10p-2-MUpUANH-3-11-2,3 - AMT U APOU30NH 0TI~ | -OHa;
5-XJ10p-3-3THI-2-IUPUANH-3-HI-2 , 3 - TUTHIPOU30MUHI0- 1 -OHa;
5-x510p-3-3Trn-2-(5-proprupuann-3-mi)-2,3 - AUruAPON30MHI0I- | -0Ha;
5-x510p-3-3TH-2-(5-METOKCUTTUPHU TN H-3 -1T)-2, 3 - TUTHIPOU30UHA0- | -OHa;
5-xJ10p-3,3-TUMETHII-2-TIMPUAWH-3-UI1-2, 3 - TUTUPOU30UHI0I- | -0Ha;
5-xy0p-2-(5-propmupuann-3-un)-3,3-quMeTnN-2, 3 - TUTHAPOU30MHI0I- | -0Ha;
5-x510p-2-(5-METOKCUTTUPHUINH-3 -1T)-3,3 - TUMETIII-2, 3 - TUTUAPOM3OUH IO - | -0Ha;
5-x10p-2-(5-AndTOPMETOKCUITUPHIUH-3-111)- 3,3 - TMMETHII-2, 3 - TUT M IPOU30MHAOII- | -OHa;
5-x510p-2-[ 5-(1-ruAPOKCUI TUI ) TUPUANH-3 -1 |-3,3-quUMeTHII-2, 3 - TUT U IPOU30UHI0M- 1 -0Ha;
5-x110p-2-(5-THaAPOKCUME THITITAPUINH-3 -11)-3,3 - TUMETHII-2,, 3 - IMTHIPONU30UH A0 - | -OHA;
5-x1mop-3,3-mumeTnin-2-[ 5-(2-MeTHITUMUAa301- | -HIMETHI ) TUPUIUH-3 -1 -2, 3 - IUTUIPOU30HHI0MI- | -0Ha;

-217 -



035454

6-x110p-2-[5-((S)-2-ruApOoKCUMETHINUPPONUANH- | -un)mupuanH-3-un]-3,4-quruapo-2H-u3oxunonus- 1 -
OHa;

5-x510p-2-[5-((S)-2-ruap OKCUME TP POTUANH- | -UT)TUpUANH-3-1]-2,3 - TUTUAPOU30UHO0N- 1 -0Ha;

6-x510p-2-[5-((R)-3-THApOKCHTTHPPOTHIUH- | -vuT) T puanH-3 -1 ]-3,4-muruapo-2H-u30xuHonuH- 1 -0Ha;

5-x510p-2-[5-((R)-3-TUaApOoKCHTTHPPOTH TN H- | -WT) TUpUInH-3 -1 |-2,3- TMTHAPOU30UH 0N~ | -OHa;

6-xJ10p-2-(5-UMU1a30J1- | -UIAMETHITTUPU A H-3 -11) -3 ,4- muruapo-2 H-n30XuHOIMH- 1 -0Ha;

6-xJ10p-2-[ 5-(2-M30TTPONTMITMMHUAA301- | -FUIMETHI ) TAPUINH-3 -1 | -3 ,4-muruapo-2 H-u30XuHoIMH- 1 -0Ha;

6-xJ310p-2-[ 5-(2-MeTHIMMHIA301- | -HIMETIIT ) TUpU I H-3 -1 |-3,4-muruapo-2 H-n3oxuHomH- 1 -oHa;

6-x510p-2-[ 5-(2-3TH-4-MeTUINMU 130~ | -UIIMe T ) I pUInH-3 -1 |-3,4-nuruapo-2 H-u30XuHoIMH- 1 -0Ha;

6-x510p-2-[5-(3-ruapoKcHIHIIEpUANH- | -UIMETHIT) TUpUANH-3-11|-3,4-muruapo-2H-u30xuHonus- 1 -oHa;

npornaH-2-cynb()OHOBOM  KUCHOTH  [5-(6-x710p-1-0KCc0-3,4-murnapo-1H-n30XuHOIMH-2-1T) TUPUIMH-3 -
WIMETHI |aMUIa;

6-x110p-2-[ 5-(3-ruApOKCUNIUPPOTUIUH- | -uIMe TN ) nupuaAnH-3-ui)-3,4-muruapo-2H-u3zoxunonus-1-oxa;

6-x110p-2-[5-((R)-3-ruapoKcUNUPpOIUANH- | -IME THIT) TUPUAUH-3-11]-3,4-nurunpo-2 H-u3oxuHonmH- 1 -
OHa;

6-x510p-2-[ 5-((S)-3-TUAPOKCUTTUPPONU TN H- | -UIIMEe THIT ) TUPUIHH-3 -1 ] -3 ,4-nuruapo-2H-u3oxuHonuH- 1 -
OHa;

6-x510p-2-[ 5-((S)-2-ru AP OKCUMETHIIITUPPOTHINH- | -UIIMe T ) TUpUANH-3 -1 | -3 ,4-muruapo-2H-u3oxuHo-
JIH-1-0Ha;

6-x510p-2-[ 5-((R)-2-THAPOKCHUME THITTUPPOTUANH- | -HAMETHI ) TUPpUANH-3 -1 |-3,4-quruapo-2H-u3oxuHo-
JuH-1-0Ha;

6-x110p-2-[5-(3,5-nuMeTnnnupazon- 1 -uimeTnn) mupuaAnH-3 -1 -3,4-nuruapo-2 H-u3oxnHonun- 1 -oHa;

N-[5-(6-xs10p-1-0KC0-3,4-nuruapo- 1 H-n30XMHOIMH-2 -1JT) TUPUIUH- 3 -HIIMETHII |METaHCYIb(hOHAMHUA;

N-[5-(6-x10p-1-0kc0-3,4-muruapo- 1 H-u30XuHOMHH-2 -1 THPUINH-3 -HIMETII |alleTAMU 1A,

6-x110p-2-(5-MOpHOMMH-4-UIAMETHIANUPUANH-3-11)-3,4-muruapo-2H-n3oxuHonns- 1 -oHa;

6-xJ10p-2-[ 5-(2-0KCOMUPPOTUANH- | -UIMETHI ) TUPUIUH-3 -1 |-3,4-muruapo-2H-n3oxuHonuH- 1 -0Ha;

6-x110p-2-[5-(1,1-muokco- 1 A°~TroMopdonuH-4-unMe THT ) TupuuH-3-11] -3 ,4-1uruapo-2 H-130XHHOTHH- 1 -
OHa;

6-xJ10p-2-[ 5-(2-0KCOOKCA3OMUANH-3 -HIMETHIT ) TUPUINH-3 -1 |-3,4-muruapo-2 H-n3o0xuHonvH- 1 -0Ha;

6-xJ10p-2-[ 5-(2-0KCOMMUTA30MIUH- | -HIMETHI ) IUPUANH-3 -1 -3 ,4-muruapo-2H-u3oxuHonuH- 1 -oHa;

6-xJ10p-2-[ 5-(3-MeTHI-2-0KCOMMUAA30IU AN H- | -HIMETHIT ) TUPUIUH-3 -1 |-3,4-muruapo-2 H-n3oxuHonmH- 1 -
OHa;

6-xJ10p-2-(5-11Mpa3oii- 1 -uaMe THIMUpU I H-3 -1)-3,4-muruapo-2 H-n30XuHoIMH- 1 -0Ha;

6-xJ510p-2-[ 5-(2-mponuINMHAa30J1- | -MIMe T ) IupUAuH-3 -1 -3,4-nuruapo-2H-u30xuHoauH- 1 -oHa;

1-[5-(6-x110p-1-0KC0-3,4-nurunpo- 1 H-u3oxnHonnH-2-mn)nupuant-3-unmetnn|- 1 H-umnnason-2-kapoo-
HOBOW KHCJIOTHI 3THIIOBOTO 3(hupa;

6-x110p-2-[ 5-(2-TUAPOKCHUMETHITUMHIA3011- | -HITMETHIT ) TUpUIUH-3 -1 |-3,4- nurunpo-2 H-n3o0xuHomuH- 1 -
OHa;

6-xJ510p-2-[ 5-(0KCEeTaH-3-MIaMUHOME T ) TUPUANH-3 -1 | -3 ,4- muruapo-2H-u3oxuHonnH- 1 -0Ha;

6-xJ10p-2-{5-[4-(2-THAPOKCHATHIT ) TUTIEPA3UH- | -UIIMETHI [TUpUANH-3 -1 } -3,4-muruapo-2 H-n30XxuHomH-
1-oHa;

6-xJ10p-2-[ 5-(4-M30MIpOonTMITIHIIepa3HH- | -UAMETHI) TUPUANH-3 -1 -3 ,4-nuruapo-2H-uzoxuHonuH- 1 -oHa,

6-x510p-2-[ 5-(4-MeTnmunepasuH- | -uaMeTH ) IupuAnH-3 -1 |-3,4-nuruapo-2H-u3oxuHoymH- 1 -oHa;

6-x510p-2-[ 5-(4,4-mu TopIUIIepUANH- | -UIMETHI ) TUPUANH-3 -1 -3 ,4-muruapo-2 H-uzoxuHonuH- 1 -oHa,

6-x110p-2-[5-(3,3-mudropnupponuans- 1 -unme ) mupuanH-3-mi|-3,4-nquruapo-2H-u3oxunonus- 1 -oHa;

6-x110p-2-[5-(2-0KCca-6-a3actupo[ 3.4 ]oKT-6-uIMe T IMpUANH-3 -1 -3 ,4-auruapo-2 H-n3oxuHonus- 1 -
OHa;

6-x110p-2-[5-(2-0KCca-6-a3acuupo[ 3.3 Jrent-6-nnMe T ) Iupu AuH-3 -1 -3,4-muruapo-2 H-u3oxnHonms- 1 -
OHa;

6-x110p-2-[5-(3,3-mudropnunepuanH- 1 -uaMeTHI ) TUpUInH-3 -1 ] -3 ,4-nurnapo-2H-n3oxuHonuH- 1 -oHa;

6-xJ10p-2-[ 5-(2-0KCOMUMEPUANH- | -HIMETIIT) TUPUIUH-3 -1 |-3,4-muruapo-2 H-n3oxuHonmH- 1 -oHa;

6-x510p-2-(5-[ 1,2,3 ] TpHazon-2-mimMeTHIHpUANH-3 -1 )-3,4-muruapo-2 H-u3oxuHomH- 1 -0Ha;

6-x510p-2-(5-[ 1,2,3]TpHazon- 1 -mmmernnmupuana-3-uin)-3,4-quruapo-2H-u3oxuHomH- 1 -0Ha;

6-xJ310p-2-[ 5-(2-xI0pUMHIa301- | -HIMETHIT) TUpHUIAH-3 -1 | -3 ,4-murunpo-2 H-n30xuHoanH- 1 -oHa;

6-x510p-2-[5-(3-MeTuin-[ 1,2,4]Tprazon-4-unaMe T ) mupuani-3-wi|-3,4-murunpo-2 H-n3o0xuHoauH- 1 -oHa;

6-x510p-2-[5-(5-Metun-[ 1,2,4]tpuazon- 1 -unmerwn)nupuaui-3-ui|-3,4-nuruapo-2H-u3o0xuHonaus- 1 -oxa;

6-x510p-2-[5-(3-Metun-[ 1,2,4]tpuazon- 1 -unmerwn)nupuaui-3-ui|-3,4-nurunpo-2H-u3o0xuHonauu- 1 -oxa;

6-x110p-2-(5-[1,2,4]Tpnazon-4-uaMeTHIHPUINH-3-11)- 3 ,4-turuipo-2H-n3o0xnHonnH- 1 -oHa;

6-x110p-2-(5-[1,2,4]rpnazon-1-unamMeTHnnupuanH-3-1i)-3,4-turupo-2H-n3oxnHonnH- 1 -oHa;

6-x110p-2-[ 5-(2-MeTHIOCH30UMUAA30T- | -HIMETHI ) TUPUIUH-3 -1 |-3,4-nurunpo-2H-u30xuHomuH- 1 -0Ha;

6-x110p-2-(5-MHA3011- 1 -UAME TN PUANH-3-1)-3,4-uruapo-2 H-n30xuHonue- 1 -oHa;

6-xJ10p-2-(5-UHIA30J1-2-UAMETHITTUPHU N H-3 -11) - 3,4- muruipo-2 H-n30 X MHOMH- 1 -0Ha;
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6-x110p-2-[5-(6-hTOopHHI0N- ] -NIMETHIT)IUPUANH-3 -1 |-3,4-turuapo-2H-n30xnHonmH- 1 -oHa;
6-x110p-2-[5-(7-pTopunmon-1-nnMeTHIT)IUPUANH-3 -1 ]-3,4-turuapo-2H-u30xnHonnH- 1 -oHa;

6-x510p-2-[ 5-(4-propunmon- 1 -unme TN ) mupuanH-3-un|-3,4-quruapo-2H-u3oxuHonuH- 1 -oHa;

6-xJ10p-2-[ 5-(4-MeTrnmHpazo- | -unaMe T mupuauH-3 -1 |- 3,4-muruapo-2H-uzoxuHonuH- 1 -oHa,
6-xJ10p-2-[ 5-(2-IUKIOTPOIMMIIMMHUAA30JI- | -UIIMETHI ) TUpUANH-3 -1 |-3,4-nuruapo-2H-u3oxuHonvH- 1 -oHa;
6-x510p-2-[ 5-(2-Tprd TOPpMETHIMMHUAA301- | -HIIME THI ) TUPUANH-3 -1 |-3,4-muruapo-2H-u3o0xuHomuH- 1 -0Ha;
6-xJ10p-2-[ 5-(3-MeTrmHIpazo- 1 -unamMe T ) mupuauH-3 -1 |- 3,4-muruapo-2H-uzoxuHonmuH- 1 -oHa,
6-x310p-2-[ 5-(2-3THITHMMHA30JT- | -HAMETHIT ) TUPU U H-3 - 11| -3 ,4-muruapo-2 H-n3oxuHonuH- 1 -oHa;
2-(5-aMHUHOMETHIITUPUINH-3 -11)-6-x510p-3,4-nuruapo-2H-u3oxuHonuH- 1 -ona;
6-x110p-2-(5-METOKCUMETHIITUPUINH-3-101)-3,4-1uruapo-2H-n30xnHonnH- 1 -oHa;
6-Xx710p-2-(5-M30NPONOKCUMETHIITUPUIUH-3-111)- 3 ,4-turuipo-2H-u3oxnHonnH- 1 -oHa;
6-x110p-2-[5-(2,2,2-TpNd TOp- 1 -METHIITOKCUMETHI ) TUpUANH-3 -1 ] -3 ,4-niurnapo-2H-n3oxuHonuH- 1 -oHa;
6-x110p-2-{5-[2-(1-MeTHINTUPPOITUINH-2 -1IT)3TOKCUMETHII | TUPUIUH-3 -1 } - 3,4 - muruapo-2 H-u3oxuHonmu-

1-oHa;

OHa,

6-xJ10p-2-(5-IHUKIIOTICHTHIIOKCUME THIITTUPU TN H-3 -11) - 3,4-Turuipo-2 H-n30xuHoMH- 1 -0Ha,;
6-xJ10p-2-(5-IHUKIOTPOTMIIME TOKCUMETHIIITAPUIAH- 3 -11) -3 ,4-muruapo-2 H-u30xXuHoMMH- 1 -0Ha;
6-x1510p-2-[5-(2-pTopdenokcume ) mupuanH-3-1i]-3,4-muruapo-2H-u3oxuHonnH- 1 -oHa;

6-x310p-2-[ 5-(1 -ME THIIIHKIOTIPOTTMIME TOKCUMETIIT ) TUPUIH-3 -1 |-3,4- muruapo-2 H-n30XuHOIMH- 1 -0Ha;
6-x510p-2-[ 5-(TeTparuapodypaH-2-mIMETOKCUME T ) TUPUANH-3 -1 -3 ,4-nuruapo-2H-u3oxuHonmH- 1 -oHa,
6-x510p-2-[5-(2,2,2-TpU( TOPITOKCUMETIIT ) TUPU T H-3 -1 |- 3,4-turuipo-2 H-n30xuHOMMH- 1 -0Ha;
6-x710p-2-(5-1MKI00Y TOKCUMETHIITUPUANH-3 -111)-3,4-nurnapo-2H-n30xXuHoImH- 1 -oHa;
6-x110p-2-[5-(3,5-AUMETHITN30KCa30-4-UIME T ) TUPUAUH-3 -1 | -3 ,4-muruapo-2 H-u3zoxuHonuH- 1 -oHa;
6-x110p-2-[5-(4-MeTaHCyNbGOHMTOSH3MT ) TUpUANH-3 -1 -3,4-nuruapo-2H-n30XuHoMHMH- 1 -0Ha;
6-xJ10p-2-[ 5-(6-MeTUIMHUPUANH-3 -UIMETHIT ) TUPpUAUH-3 -1 |-3,4-muruapo-2H-uzoxunonun- 1 -oxa;
6-x510p-2-[ 5-(6-MOpPoNMMH-4-UN-IMPUANH-3 -WIME TWI) TAPAAUH-3 -1 -3 ,4-muruapo-2 H-u3oxunonmn- 1 -

6-x510p-2-[ 5-(2-MeTnn-2H-ttrpazon-3-unMe T\ mupuauH-3-mi| -3,4-muruapo-2 H-n3o0xuHonwH- 1 -oHa;
6-x510p-2-[ 5-(1-MeTnn- 1 H-tmpazon-4-unme T ) nupuauH-3-wi|-3,4-muruapo-2 H-n3oxuHonwH- 1 -oHa;
6-x510p-2-[5-(2,3-mudropOeH3mn ) upuArH-3-1i | -3 ,4-muruapo-2H-u3oxuHonnH- 1 -0Ha;
6-x510p-2-[5-(3,5-mudropOeH3mn ) mupuanH-3-1ui]-3,4-quruapo-2H-u3oxuHonnH- 1 -0Ha;
6-x510p-2-[5-(2,5-mudropOeH3nn ) mupuanH-3-ui]-3,4-muruapo-2H-u3oxuHonmH- 1 -0Ha;
6-x110p-2-[5-(2-TpUTOPMETIIIOCH3WIT) TUPUIANH-3 -1 |-3,4-urunpo-2 H-u30xnHonnH- 1 -oHa;
6-x110p-2-[5-(2,6-1uxnopOeH3 W) MUpUIUH-3 -1i] -3 ,4-nuruapo-2H-u3oxuHonuH- 1 -oHa;
6-x510p-2-[5-(2-x710p-6-hTOpOEH3WIN ) IMpUANH-3 -1 ]-3,4-muruapo-2H-n3o0xuHonuH- 1 -oHa;
6-x110p-2-[5-(3,4-nuxnopOeH3wn) mupuuH-3 -1i] -3,4-nuruapo-2H-uzoxunonuH- 1 -ona;
6-x110p-2-[5-(2,5-nuxnopOeH3wn) mupuauH-3 -ui] -3,4-nuruapo-2H-u3zoxunonuH- 1 -ona;

3TaHCYJIB(GOHOBOH KUCIOTHI [5-(6-x510p-1-0KCO-3,4-1HrHapo- 1 H-n30XUHOMUH-2 -1IT) TUpUANH-3 -1JT | aMU1a;
N-[5-(6-x510p-1-0KC0-3,4-mUrnapo- 1 H-u30XuHOIHMH-2 -1 ) ITUPUARH-3 -1 |0€H30J1CY T () OHAMHU/IA,;
N-[5-(6-x510p-1-0KCO0-3,4-murnuapo- 1 H-u30XuHOJIMH-2 -1 TUPUIHH-3 -1 |[MeTaHCyTb(hoHaMuU 1A,
IUKIOTIPOTIAHCYIbPOHOBON KHCIOTHI [5-(6-XI0p-1-0KCc0-3,4-muruapo- 1 H-u30XuHOIMH-2-WT) TAPUINH-3 -

nilaMuna;

OHa,

6-x510p-2-[ 5-(4-pTopOenH3nnamMuHo \iupuauH-3-mi|-3,4-muruapo-2H-u3oxuHonvH- 1 -oHa;
6-x110p-2-[5-(2,2,2-TpUTOPITUIAMIHO ) HUPUANH-3 -1 |-3,4-turunpo-2H-u30xnHonnH- 1 -oHa;
6-x110p-2-(5-MophoIMH-4-HIT-MUPUIUH-3-1)- 3 ,4-1urupo-2H-n30xnHonnH- 1 -oHa;
N-[5-(6-x10p-1-0KCc0-3,4-murnapo- 1 H-u30XuHOMHH-2 -1 THPUINH-3 -1 [ TPOTHOHAMHU/IA;
6-x110p-2-{5-[(2-MeTnn-2H-nmpazon-3-nnmernin)aMuHo JnupuanH-3-mi § -3,4-murunpo-2H-u3oxnHonus- 1 -

2-[5-(6-x50p-1-0KCO-3,4-nUrHIPO- 1 H-H30XMHOTWH-2 -WIT) TUPUANH- 3 -UIAMHUHO | -2 -METHIIPOITHOHOBOM

KHCJIOTBI,

6-x510p-2-{5-[(1-MeTnn-1 H-umuaazon-4-uimMeTni ) aMuHO | TAPUAWH-3 -1 § -3 ,4-nuruapo-2 H-u30XnHOTHH-

1-oHa;

6-x510p-2-[ 5-(1 H-nupazon-4-un)mupuann-3-un|-3,4-muruapo-2H-u3oxuHonnH- 1 -oHa;
6-x510p-2-[5-(3,5-nuMeTHII30KCa30-4-uiT ) TUPUANH-3 -1 ] -3 ,4-nuruapo-2H-u3oxuHomnH- 1 -oHa;
6-x510p-2-[5-(3-propdernm)mupuann-3-uin|-3,4-quruapo-2H-uzoxuHonmH- 1 -oHa;
6-x110p-2-[5-(3,4-mudpropdenmn) mupunun-3-un]-3,4-nuruapo-2H-n3oxuHoIMH- 1 -oHa;
6-x110p-2-[5-(3,5-mudropdenmn)mupunnn-3-un]-3,4-nuruapo-2H-n3oxuHonmH- 1 -oHa;
6-x110p-2-[5-(3-xnopdenn)nmupunun-3-mi)-3,4-nuruapo-2H-n3oxunHonuH- 1 -ona;
6-x110p-2-[5-(2,5-mudpropdenmn)mupunnn-3-un]-3,4-nuruapo-2H-n3oxuHonmMH- 1 -oHa;
6-x110p-2-[5-(3-TpudTopMeTHIH e HIIT) TUPUIUH-3 -1 ] -3 ,4-muruapo-2H-u30xnHonmH- 1 -0Ha;
6-x110p-2-[5-(3-TpHdTOopMEeTOKCHECHUIT ) TUPUANH-3 -1 ] -3 ,4-1uruapo-2H-n30xnHonnH- 1 -0Ha;
6-x510p-2-[ 5-(2-MeTnn-2H-mmpazon-3-un)mupuana-3-uin|-3,4-muruapo-2 H-u3oxuHomH- 1 -oHa;
6-x510p-2-[ 5-(1-MeTnn-1 H-mpazon-4-un)mupuana-3-uin|-3,4-muruapo-2H-u3oxuHomH- 1 -oHa;
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6-x110p-2-[5-(4-x110p-3-PTopdheHmn)nupuaun-3-ni|-3,4-qurunpo-2H-m3o0xnHonnH- 1 -oHa;
6-x110p-2-[5-(3,4-nuxnopdenun) mupuant-3-mi)-3,4-nquruapo-2H-n3oxuHonus- 1 -oHa;
6-x510p-2-[ 5-(2-TpUrdTOpMETIIID eHUN ) TUPUANH-3 -1 | -3 ,4-muruapo-2 H-u3oxuHommH- 1 -0Ha;
6-xJ10p-2-(5-n30KCa30I-4-WIT-MUpUIUH-3-1)-3,4-murunpo-2 H-n30XxuHoanH- 1 -oHa;
6-x510p-2-[ 5-(1-MeTnn- 1 H-umunazon-2-win)nupuauH-3-mi|-3,4-muruapo-2 H-uzoxuHonuH- 1 -oHa;
6-x510p-2-[5-(2,4-numetnn-2H-mupazoun-3-un)mupuana-3-ui | -3,4-quruapo-2H-u3oxuHomH- 1 -oHa;
5-[5-(6-xm0p-1-0kc0-3,4-nuruapo- 1 H-uzoxunonuH-2-un)mupuant-3-ui| - 1 -metni- 1 H-mupason-4-kap6o-
HUTPUIIA;
N-[5-(6-xs0p-1-0Kc0-3,4-nuruapo- 1 H-n30XuHOIUH-2 -1iT) TUPUIUH-3 -1 [u300y THpaMHa;
LUKJIOTIPOTIAHKapOOHOBOM  KUCIOTHI  [5-(6-x710p-1-0KCc0-3,4-murnapo-1 H-n30XuHOIMH-2 -1 TUPUIMH-3 -
Wi]amMuaa;
N-[5-(6-xs0p-1-0KCc0-3,4-nuruapo-1 H-n30XuHOIUH-2 -1i1) TUpUIUH-3 -1 | -4 - TopOeH3amMua;
1-[5-(6-x50p-1-0KCO-3,4-nUrHapo- 1 H-n30XUHOTMH-2 -WIT)) TUPUANH-3 -1 | -3 -IUKIOT €KCUIIMOYCBHHBL;
1-[5-(6-x10p-1-0KC0-3,4-nurunpo- 1 H-uoxnnonn-2-wn)nupuani-3-mi|-3-(3-rpudropmetrideHun)mo-
YEeBHHEI,
6-xJ10p-2-(5-TUAPOKCUTTUPUTUH-3-11)-3 ,4-muruipo-2 H-n3oxuHomvH- 1 -oHa;
2-[5-(6-x10p-1-0KC0-3,4-murnnpo- | H-n30XuHOIMH-2 -1 TUPUITH-3-ITOKCH |alle TaMUIa,;
2-[5-(6-x10p-1-0KC0-3,4-murnpo- | H-n30XuHOTMH-2 -1 ) TUPUINH-3-ITOKCH | -N-MeTHIIale TaMU/1a;
[5-(6-x70p-1-0Kc0-3,4-murrapo- 1 H-n30XMHOIMH-2 -1 ) TUPUIIH-3-FITOKCH | YKCYCHOM KUCJIOTHI METHIIOBO-
ro 3¢upa;
2-[5-(6-x50p-1-0KC0O-3,4-nUurnnpo- 1 H-u30xuHomuH-2 -min) nupuauH-3 -unokcu |-N,N- InMe THIae TaMua;
6-x110p-2-(5-PpeHMITAMHHOMETHINUPUANH-3-11)-3,4-nuruapo-2H-n3oxuHonus- 1 -oHa;
6-x110p-2-{5-[(4-propdennnamuHo )MeTHI [TUpUIUH-3 -1 } -3,4-quruapo-2H-u3oxuHonns-1-oHa;
6-x110p-2-{5-[(3-propdennnamuHo )MeTHN [MUpUIUH-3 -1 } -3,4-quruapo-2H-u3oxunonns-1-oHa;
6-x110p-2-{5-[(4-xJ1I0pPEeHMUITAMHUHO )METHI | TUpUINH-3 -1 } -3 ,4-urunpo-2H-n3o0xnHonnH- 1 -oHa;
6-xJ10p-2-{5-[(3-X7I0pHEeHMITAMHUHO ) METUI | TUPUAUH-3 -1 } -3 ,4-nuruapo-2 H-n30xuHoauH- 1 -oHa;
6-x510p-2-{5-[(1H-ttpazo:n-3-miaMuHO )METHI |TUpUANH-3 -1 } -3 ,4-muruapo-2H-u3oxuHonuH- 1 -0Ha,
6-xJ310p-2-[ 5-(2-MOpPOTHH-4-HIT-2 -OKCOITUIT ) TUPUANH-3 -1 | -3 ,4-nuruapo-2 H-u30xuHommH- 1 -oHa;
2-[5-(6-xm0p-1-0Kc0-3,4-murnapo- | H-n3oxuHommH-2 -1 mupu -3 -1 |-N-(2-ruApOKCUI THI )alle TaM U 1A,
6-x510p-2-[ 5-(1 -MeTHIAMIHOA THIT ) TUPUIUH-3 - 11| -3 ,4-muruipo-2 H-n3oxuHonnH- 1 -oHa;
6-x510p-2-[ 5-(1 -IUMETHIIaMUHO TH ) ITUPUANH-3 -1 | -3 ,4-nuruapo-2 H-u3oxuHomH- 1 -oHa,
6-x110p-2-[5-(1-metmn-1 H-ummnazon-2-xapOooHun) mupuaud-3-uin|-3,4-quruapo-2H-u3o0xuHonuH- 1 -oHa;
6-x110p-2-[5-(4-metnn-4H-[ 1,2,4]tpuazon-3-mwiMeTwn) tupuIuH-3 -ui] -3 ,4-muruapo-2H-u3oxuHoanH- 1 -
OHa;
6-x110p-2-[5-(1-[1,2,3]Tprazon-2-mi-atum)nupuant-3-mi|-3,4-muruapo-2H-n3oxuHonus- 1 -oHa;
6-x110p-2-[ 5-(1-mMuga30m- 1 -ua-3 ) mupuauH-3-mi|-3,4-aurunpo-2H-u3oxuHonus- 1 -oHa;
6-x110p-2-[5-(1-ntupazon-1-un-stin)mupunus-3-ui)-3,4-nuruapo-2H-u3oxunonuH- 1 -ona;
6-x510p-2-{5-[ 1-(0KCa30J-2-MITAMHHO )3 THJI [TUPUANH-3 -1 } -3,4-muruapo-2 H-u3oxuHonvH- 1 -oHa;
6-x510p-2-[5-(1-[1,2,4]Tprazon-1 -un-3Tunm)mupu auH-3-wmi |- 3,4-muruapo-2H-uzoxuHonuH- 1 -oHa,
6-x510p-2-{5-[1-(2-0KCOTUPPOTHUIUH- | -WT) AT |TUpUAUH-3 -1} -3,4-muruapo-2H-u3o0xuHomH- 1 -0Ha;
6-x510p-2-{5-[ 1-(2-0KCOOKCA30MMANH-3 -HIT)ITHII |TUPUIUH-3 -1 } -3 ,4-muruapo-2H-uzoxuHonmmH- 1 -oHa,
N-{1-[5-(6-xm0p-1-0KC0-3,4-muruapo- | H-n30XuHOIMH-2 -1 ) TUPUTIH-3 -1 |3 THI } METaHC YT (HOHAMUIA;
6-x110p-2-{5-[1-(3-pTopdhennnamMuHo )3T |MUpUIUH-3 -1} -3,4-nuruapo-2 H-u3oxuHonus- 1 -oHa;
6-x110p-2-[5-(1-henmnamurOd THI ) TUpUANH-3 -1 |-3,4-nuruapo-2H-n3o0xuHonmH- 1 -oHa;
6-x110p-2-(5-MeTaHCy b PUHIIIHPUIANH-3-11)-3,4-1urupo-2H-u30xnHonmH- 1 -oHa;
6-x110p-2-[4-(4-MeTnnnunepasuH- 1 -uIMeTHIN) IupUAUH-3 -1 |-3,4-nuruapo-2 H-u3oxunonun- 1 -ona;
U ero GapMareBTHUECKH MPUEMIIEMBIE COJIH.
9. CoemuneHue 10 TFOOOMY U3 Il 1 -7, BEIOpaHHOE U3 CIICAYIONINX COCTUHCHUN:
5-xyop-3,3-mumetnin-2-[ 5-(1-metun- 1 H-nmupazon-4-unmMetvn ) mupuana-3-ui|-2,3 - TMruAp ON30MHI0I- 1 -
OHa;
5-x510p-2-(5-1UH TOPMETOKCUTTPHTIH-3 -1 )-3-3THI-2, 3 - TUTUPOU30MHI0- | -0Ha;
5-x510p-3-3TH-2-[ 5-(1 -TUAPOKCUAITHIN ) TUPUAUH-3 -1 |-2, 3 - TUTUPOU30MHI0- | -0Ha;
5-x510p-2-(4-XTOpIHPUANH-3 -1 )-3-3THA-2, 3 - TUTHAPOU3ONHIOIN- | -0Ha;
5-x510p-2-(4-XTOpIHPUANH-3 -1 )-3,3 - ATUMETHI-2, 3 - TUT U POU3OUHI0- | -0Ha;
6-xJ510p-5'-HUTPO-3,4-1Uurupo-[2,4' | TMU30XUHONIUHIA- | -OHa;
6-x110p-8'-HUTPO-3,4-1urunpo-[2,4' | tMu30XUHOINHIA- | -OHa;
8'-aMuH0-6-x710p-3,4-1uruapo-[2,4' AMn30X uHOMUHWI- | -0Ha;
3TaHCYJIB(POHOBOH KUCIOTHI (6-X710p-1-0KCc0-3,4-murunpo-1H-[2,4' nun30X nHOMTMHIII-8 -1 )aMHa;
6'-x110p-2'-(5-propmupunauH-3-ui)cnupo| nuknonponad-1,1'-n3onnnon)-3'(2'H)-ona;
6'-x110p-2'-[ 5-(mu TopMeTOKCH ) TUPHANH-3 -1 |criupo| nukinonponan-1,1'-n3onnnon]-3'(2'H)-oHa;
6'-xy10p-2'-(Mupu IuH-3-wr)crupo[ ukiIonpomna- 1, 1'-n3onnnon]-3'(2'H)-ona;
5-xy10p-3-nmkonponii-2-(5-groprmpuana-3-mi)-2,3 - TArHAPON30MH IO - | -0Ha,
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5-xJ10p-3-UUKIONPONIII-2-IUPUINH-3-1IT-2,3- IUTUAPOU3OUHI0I- | -0Ha;

5-x70p-3-nuknonponui-2-(5-1udTopMeTOKCUITUPUIMH-3 -11)-2,3 - TUT U IPOU30HHAOI- | -OHa;

5-xJ510p-2-(5-U30TTPOTOKCUTTUPHINH-3 -1T)- 3, 3-TUMETHIT-2, 3 - TUTUIPOU30UHOI- | -0Ha;

6'-xy10p-2'-(4-x MO pIIHPUAWH-3 -1 )cripo [ ukionponan-1,1'-uzonnmon|-3'(2'H)-ona;

5-xJ10p-2-(5-IHUKIOTPOTOKCUTTHPUANH-3 -1 )-3, 3 - AUME THI -2, 3- TUTHIPOU30NHA0I- | -OHa;

(S i R)-6-xmmop-3-31rn-2-(5-proprnupunus-3-ni)-2,3- IMTUAPOU3OUHON- | -0Ha;

(R wim S)-6-xmop-3-31rin-2-(5-proprnupunus-3-ni)-2,3-TMTHAPOU3OUHO0N- | -0Ha;

(R wim S)-5-xmmop-3-31rn-2-(5-¢proprnupunus-3-ni)-2,3-IMTUAPOU3ONHION- | -0Ha;

(S wm R)-5-xnop-3-atmn-2-(5-¢propnupunuu-3-mn)-2,3 - AMrUAPON30UHI0I- 1 -0Ha;

2-(8-amuHO-5,6,7,8-TeTparnAPON30XMHOIUH-4-11)-5-XJ10p-2,3 - AUTHAPON30UH A0 - 1 -0Ha;

N-[R mm S)-4-((R wmm  S)-5-xmop-1-31H1-3-0KC0-1,3-IUTHApOM3ONHION-2-11)-5,6,7,8-TeTparuapo-
M30XMHOJIMH-8-UJI |IPONTHOHAMUIA;

N-[R  wm  S)4-(S wm  R)-5-xnop-1-aTHn-3-0kco-1,3-auruaponsonnnon-2-mn)-5,6,7,8-ret-
PaTHIPOU30XHHOIUH-8-WIT |IPOITHOHAMU/IA;

N-[(R WITH S)-4-(5-xmop-1-okco-1,3-muruapon3onHI0-2-11)-5,6,7,8-TeTparu ApON30XNHOINH-8-
W |IPOTIMOHAMHUIA;

ATaHCYIH(POHOBON KHUCIOTHI [4-(5-x1mop-1-0kco-1,3-Aurnapon30uHI0I-2-1i)-5,6,7,8-TeTparupon30Xm-
HOJIMH-8-WJI|aMua;

ataHCcyabpoHOBOK  kmcimoTrhl [(R wmm  S)-4-(5-x7op-1-okco-1,3-murunponzonnnon-2-mn)-5,6,7,8-
TETParuApON30XUHOJINH-8-1JT|aMHIa,;

sTaHCynb(poHOBOW  KkucinoTel  [(S  wm  R)-4-(5-xmop-1-okco-1,3-auruaponzonnnon-2-uin)-5,6,7,8-
TETPAruPOU30XHHOINH-8 -1 |aMUIa;

N-[(S wmwmn R)-4-(5-xmop-1-okco-1,3-quruapon3ouHoa-2-un)-6,7-muruapo-SH-[ 2 jnupuaus-7-wi|amnera-
MUJIA;

N-[(R wmu  S)-4-(5-xmop-1-okco-1,3-quruapon3ouH0a-2-un)-6,7-muruapo-SH-[ 2 jnupuaus-7-mi|amnera-
MU/IA;

N-((R wm S)-6-xmop-1-oxco-3,4,5',6',7',8'-rexcarunpo- 1 H-[ 2,4 tnn30XMHOIMHAI-8 - FIT)alle TAMH 1A,

N-((S mmu R)-6-x7mmop-1-oxco-3,4,5',6',7',8'-rexcarunpo- 1 H-[ 2,4 tun30XMHOIMHAI-8 - FIT)alle TAMH 1A,

N-[(S wmmu R)-4-(5-xmop-1-0kco-1,3-quruapon3onHaon-2-mi)-5,6,7,8-TeTparuipon30X MHOIMH-8- 11 |atie-
TaMHIa;

N-[(R wmmu  S)-4-(5-xm0p-1-0kco-1,3-quruapon3onHaon-2-mi)-5,6,7,8-TeTparuipon30X MHOIMH-8- 11 |atie-
TaMUJIa;

N-((S mmu R)-6-xmop-1-oxco-3,4,5',6',7',8'-rexcarunpo-1H-[ 2,4 numn3oxuHonHmI-8'-11)-MeTaHC Y Ib(HOH-
amuna;

N-((R mwmm S)-6-xmop-1-okco-3,4,5',6',7',8'-rexcarunpo-1H-[ 2,4 nun3oxuHonHmI-8'-11)-MeTaHCYIb(HOH-
amuna;

N-[(S wmu R)-4-(5-xmop-1-okco-1,3-Turuapon3ouHI0a-2-11)-5,6,7,8-TeTparupon30X HHOINH-8 -1 |[Me-
TaHCyTb(HOHAMU/IA;

N-[(R wmu  S)-4-(5-x5op-1-okco-1,3-guruapon3ouHaon-2-mi)-5,6,7,8-TeTparuapon30X THOJIHH-8 -1 | Me-
TaHCYITb(HOHAMU/IA;

N-((R wm S)-6-xmop-1-oxco-3,4,5',6',7',8'-rexcaruapo- 1 H-[2,4"] mun30XnHOIMHNI-8' - ) IPONTHOHAMU 12,

N-((S mmu R)-6-x7mmop-1-oxco-3,4,5',6',7',8'-rexcaruapo- 1 H-[2,4"] mun30XuHOIMHNI-8' - ) IPONTHOHAMU I,

N-[(S wm R)-4-(6-xm0p-1-0kco-3,4-nurunapo-1 H-uzoxunonun-2-mn)-6,7-muruapo-SH-[ 2 Jnupuana-7-
WI|METaHCYTb(OHAMIIA;

N-[R  wm  S)-4-(6-xnop-1-okco-3,4-nurnapo-1H-uzoxunonun-2-nn)-6,7-qurunpo-SH-[ 2 [nupuaus-7-
WI|METaHCYTb(QOHAMIIA;

N-[R  wm  S)-4-(6-xmop-1-okco-3,4-nurnapo-1H-uzoxunonun-2-nn)-6,7-qurunpo-SH-[ 2 [nupuaus-7-
Wi]areTamMusa;

N-[(S wm R)-4-(6-xmop-1-o0kco-3,4-muruapo- 1 H-uzoxunonun-2-mn)-6,7-nuruapo-SH-[ 2 [rupuaua-7-
WijaneramMuaa;

N-[(R wmu S)-4-(5-x5op-1-okco-1,3-auruapon3ouHmno-2-un)-6,7-quruapo-SH-[ 2 JmupuauH-7 - |MeTaH-
cynmbhoHaMU/IA;

N-[(S wma R)-4-(5-xmop-1-okco-1,3-auruapon3onHmnon-2-mn)-6,7-quruapo-SH-[ 2 JmupuauH-7 - |MeTaH-
cynmbphoHaMUIA;

sTaHCyNb(pOHOBOH KHCHOTH [(R mm S)-4-(5-xsop-1-okco-1,3-auruaponsonnnon-2-nn)-6,7-qurugpo-SH-
[2Jnupuann-7-unlamuna;

3TaHCYNb(GOHOBOH KHCHOTH [(S wim R)-4-(5-xmop-1-okco-1,3-auruaponsonnnon-2-nn)-6,7-qurugpo-SH-
[2Jnupuann-7-unlamuna;

N-[(S U R)-4-(5-x10p-1-0KC0-1,3-murunpon3onsnon-2-un)-6,7-muruapo-SH-[ 2 Jmupunnn-7-
WJI|TIPONIMOHAMU /12,

N-[(R W S)-4-(5-x10p-1-0kco-1,3-muruapon3onHaon-2-mm)-6,7-muruapo-SH-[ 2 mupunna-7-
W |IPOTIMOHAMHUIA;
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5-xnop-2-((S wim R)-8-runpoxcu-5,6,7,8-reTparuipon30XxnHONMH-4-111)-2,3 - AU HAPON30UH 0 - 1 -0Ha;

5-xnop-2-((R nmm S)-8-runpoxcu-5,6,7,8-reTparuipon30XxnHONMH-4-111)-2,3 - AU HAPON30UHI0I- 1 -0Ha;

N-[(S wm R)4-(R wmm S)-5-x10p-3-3THI-1-0KCO-1,3-TUTHAPOU3ONHIO0I-2-1IT)-6,7-nuruapo-SH-
[2 JmupuauH-7-un]aneraMuna;

N-[R wm S)-4-(S wm R)-5-xn0p-3-31U7-1-0KCO-1,3-MUTHAPOU30UHION-2-11)-6,7-muruapo-SH-
[2 Jmupuann-7-un]aneraMuna;

N-[R wm S)-4-(R wmm  S)-5-x10p-3-9THI-1-0KCO-1,3-TUTHAPOM3ONHIOI-2-1IT)-6,7-nuruapo-SH-
[2 Jmupuaun-7-un]aneramMuna;

N-[(S mnmu R)-4-((S wm R)-5-xmo0p-3-31m1-1-0kco-1,3-Auruapon3onHa0a-2-mwi)-6, 7-auruapo-5SH-[ 2 mupu-
JIMH-7 -1 |aleTaMuIa;

N-[4-(5-xsop-3-3111-1-0KC0-1,3-TUrNAPON30MHA0I-2-111)-5,6,7,8-TeTparuApon30X NHOINH-8-1IT |MEeTaH-
CyIb(pOHAMHUIA;

N-[R mm S)-4-((R wmm  S)-5-xnop-3-31H1-1-0KCc0-1,3- U rnaponsonHon-2-mn)-5,6,7,8-rerparnapo-
W30XUHOJIHMH-8 -1 |METaHCYTb(OHAMHU/IA;

N-[(S wm R)-4-((S mmu R)-5-xmop-3-3twi-1-0xco-1,3-quruapon3onHaoi-2-mui)-5,6,7,8-reTparuapounso-
XUHOJUH-8 -1 |METaHCYIb(OHAMHU/IA;

N-[(S wm R)-4-((R wmm S)-5-xmop-3-a1wi-1-0kco-1,3-muruapon3onHaoi-2-mui)-5,6,7,8-reTparuapounso-
XUHOJUH-8 -1 |METaHCYIb(OHAMHU/IA,;

N-[(R wm S)-4-((S mwmu R)-5-xmop-3-atwi-1-0kco-1,3-quruapon3onHao-2-mui)-5,6,7,8-reTparuapounso-
XUHOJUH-8 -1 |METaHCYIb(OHAMHU/IA,;

N-[(S wm R)-4-((S mwmu R)-5-xmo0p-3-311i-1-0kc0-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuponso-
XUHOJUH-8 -1 | IPONTMOHAMHU /1A,

N-[(S wm R)-4-(R wmm S)-5-xmo0p-3-311i-1-0kco-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuponso-
XUHOJUH-8 -1 | IPOMTMOHAMHU /1A,

N-[R mmm S)-4-((S mm R)-5-xsop-3-31tmi-1-okco-1,3-muruapon3onsgon-2-mr)-5,6,7,8-reTparuiponso-
XUHOJUH-8-WJI |IPOTTHOHAMHU/IA;

N-[(R wm S)-4-(R wmm S)-5-xmop-3-31111-1-0KC0-1,3-1UruApOon30onHI0II-2-11)-5,6,7,8-TeTparuapon3o-
XUHOJIMH-8-WJI |TIPOTTHOHAMHU/IA;

N-[(S wm R)-4-((R wmm S)-5-xmop-3-31wi-1-0kco-1,3-muruapon3onHao1-2-ni)-5,6,7,8-reTparuapounso-
XUHOJWMH-8 - |alleTaMuIa;

N-[(S wm R)-4-((S mmu R)-5-xmop-3-atwi-1-0kco-1,3-muruapon3onHaoi-2-mui)-5,6,7,8-reTparuapounso-
XUHOJIMH-8-1JI|arieTaMuza;

N-[R mmm S)-4-((S mm R)-5-xsop-3-31tmi-1-okco-1,3-murunpon3onsnon-2-mn)-5,6,7,8-reTparuiponso-
XUHOJIMH-8-1JI|arieTaMu a;

N-[R mm S)-4-(R mmm S)-5-xsop-3-311i-1-0kco-1,3-murunpon3onsgon-2-m)-5,6,7,8-reTparuiponso-
XUHOJIMH-8-1JI|arieTaMuza;

N-[(R wim S)-4-((S wmm R)-5-xmop-3-metnn-1-okco-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuaponso-
XUHOJIMH-8-WJI |TIPOTTHOHAMHU /1A,

N-[(S wm R)-4-((R nmm S)-5-x10p-3-meTuii-1-okco-1,3-muruapon3onHa01-2-ni)-5,6,7,8-reTparuapounso-
XUHOJIMH-8-WJI |IPOTTHOHAMHU /1A,

N-[(R nmm S)-4-((R nmm S)-5-x10p-3-metuii-1-okco-1,3-muruapon3onHao-2-mui)-5,6,7,8-reTparuapounso-
XUHOJIMH-8-WJI |IPOTTHOHAMHU/IA;

N-[(S mnmu R)-4-((S mmm R)-5-xmop-3-metnn-1-okco-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuaponso-
XUHOJUH-8 -1 | IPONTMOHAMHU /1A,

N-[(S mwnmu R)-4-((R wmu S)-5-xmop-3-metnn-1-okco-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuaponso-
XUHOJIMH-8-1JI|arieTaMuza;

N-[(R wim S)-4-((R wmu S)-5-xmop-3-metnn-1-okco-1,3-aurunpon3onHaon-2-mm)-5,6,7,8-reTparuaponso-
XUHOJIMH-8-1JI|arieTaMuza;

N-[(S wm R)-4-((S wimm R)-5-x10p-3-meTui-1-okco-1,3-muruapon3onHao-2-mui)-5,6,7,8-reTparuapounso-
XUHOJMH-8-WII|alleTaMuIa;

N-[(R nmm S)-4-((S wimm R)-5-xn0p-3-metuii-1-okco-1,3-muruapon3onHao-2-mui)-5,6,7,8-reTparuapounso-
XUHOJIMH-8-WII|alleTaMH1a;

N-[(S wmwm R)4-(R wmm S)-5-x10p-3-3THI-1-0KCO-1,3-TUTHAPOM3ONHIOI-2-1IT)-6,7-nuruapo-SH-
[2 Jmupuawn-7-un | MeTancyIbGoHaMuaa;

N-[(R wm S)-4-((S wm R)-5-xmop-3-31131-1-0KC0-1,3-AUTrHAPON30MHI0A-2-11)-6, 7 -auruapo-5SH-
[2]mupuaue-7-una]meTaHcy b OHAMUA;

N-[(R wm S)-4-(R wmu  S)-5-x10p-3-3THI-1-0KC0-1,3-TUrHAPOU3OUHION-2-11)-6,7-muruapo-SH-
[2]mupuauH-7-un]meTaHcy b OHAMUA;

N-[(S wm R)-4-((S wm R)-5-xm0p-3-31131-1-0KC0-1,3-AUrHAPON30MHI0A-2-11)-6, 7 -auruapo-5SH-
[2]mupuauH-7-una]MeTaHCcyIb(OHAMUA;

N-[(S wmm R)4-((S wm R)-5-xmop-3-mmkionponui-1-okco-1,3-muruapon3onHnon-2-ui)-5,6,7,8-
TETPAruAPON30XUHOINH-8-1IT|alleTaMu 1A,
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N-[(R wm S)-4-(R wmu  S)-5-xmop-3-nmknonpomni- 1-okco-1,3-muruaponsonsnon-2-mn)-5,6,7,8-
TETPAruPOU30XHHOINH-8 -1 |alleTAMU A,

N-[(S wmwm R)-4-(R wmm S)-5-xmop-3-nmkionponwi-1-okco-1,3-guruapon3onnnon-2-umn)-5,6,7,8-
TETPAruAPON30XUHOIMH-8-1IT|alleTaMu Ia;

N-[R wmm  S)-4-((S wm R)-5-xmop-3-mmknonponui-1-okco-1,3-muruapon3onHnon-2-ui)-5,6,7,8-
TETPAruAPON30XUHOIMH-8-1IT|alleTaMuIa;

N-[(R wma S)-4-((S wmmu R)-5-xmop-3-metnn-1-okco-1,3-muruapon3onHaon-2-mm)-6,7-muruapo-SH-
[2 JmupuauH-7-un jnponioHaMHUA;

N-[(R wm S)-4-(R wmm S)-5-xn0p-3-Metnin-1-okco-1,3-quruapon3onHaon-2-umi)-6,7-qurunpo-5SH-
[2JnupuanH-7-uia | nponroHaMuaa;

N-[(S wmwm R)-4-(R wmm S)-5-xn0p-3-Metrn-1-okco-1,3-quruapon3onHaon-2-mi)-6,7-quruapo-5SH-
[2Jnupuann-7-uin|nponroHaMuaa;

N-[(S wm R)-4-((S wm R)-5-xmop-3-metni-1-okco-1,3-quruapon3onHaon-2-ui)-6,7-quruapo-SH-
[2 Jnupuann-7-un|nponroHaMuaa;

5-xy10p-3,3-nuMeTr-2-(5-rpazon- | -uaMe T PUINH-3-11)-2, 3 - TATUAPOU30UHI0I- | -0Ha;

2-[5-(3-amMuHOTIMPA301- | -FIIMETHIT ) TAPUINAH-3 -HI1 |- 5-XJ10p-3,3 - AMMETHII-2, 3 - AUTUAPOUIOUH IO - | -0Ha,

5-xy0p-3,3-mumetnin-2- {5-[ (1 H-mupazon-3-unaMuHo )MEeTHI | TUPUAUH-3 -1 } -2, 3- TATHIPOU30MHI0N- 1 -
OHa;

2-[5-(3-amMuHOTIMPA301- | -IIMETHIT) TAPUINAH-3 -1 |-6-XJ10p-3,4-muruapo-2 H-u30XuHoIuH- 1 -0Ha;

6'-x110p-2'-{5-[(1 H-rmpazo1-3-unaMuHO )METHI [TpUAUH-3 -1 } ciupo| 1ksionpornan-1, 1 '-m3ounmon]-3'(2'H)-oHa;

3TaHCYNB(GOHOBOH  KHCIOTHI  [5-(6-x70p-1,1-mumeTni-3-okco-1,3-auruapon30nHI0-2-1T) THPUIHH-3-
WIMETHII |aMUIa;

9TaHCYNB(GOHOBOH  KUCIOTHL  [5-(6-¢TOp-1,1-mumeTni-3-okco-1,3-aAuruapon30uHI0-2-WT) THPUIUH-3-
WIMETHII |aMUIa;

ATaHCYIB(POHOBOW KHUCIOTHI [5-(6-mmaHo-1,1-guMeTHi-3-0kco-1,3-Turuapon30uHI0II-2 -1 THPUIAH-3 -
WIMETHII |aMHJIa;

ATaHCYIBPOHOBON KUCHOTHI [5-((S mmm R)-5-xmop-3-31wi-1-oxco-1,3-Turuapon3onH 101-2- 11 ) TAPUTHH-
3-unMeTHI |aMuIa;

N-[5-(6-x50p-1,1-nuMeTnI-3-0KCO-1,3-TUTHIPON30NHA0I-2 - T ) TUPUTUH-3 -MIIMETHI [METaHC yTb(hOHAMH-
na;

N-[5-(6-xm0p-1,1-numeTnin-3-okco-1,3-Turuapon30uHI0M-2 -Al ) TUPUIUH-3 -MIMETHI | -N-MeTHIIMe TaH-
cynbhoHaMKa;

N-{[5-(6'-¢prop-3'-okcocnupo[mkiaonpornan-1,1'-u3oungon]-2'(3'H)-nn)nupuann-3 -1 |MeTHI | STaHCY b~
(dhonamuna;

N-{[5-(6'-dprop-3'-okcoctmpo[uuknonpomnan-1,1'-u3ounmon]-2'(3"H)-wn) mupunuH-3-ui [Me T | -N-MeTHII-
JTaHCYIb(OHAMU/IA;

9TaHCYJNB(GOHOBOH  KHCIOTHI  [5-(6-x70p-1,1-mumeTHi-3-okco-1,3-auruapon30uHI0-2 -1 THPUIHH-3-
WIMETHI |METHIIaMU/Ia;

N-{[5-(6'-xn0p-3"-0kcocrupo[uKnonpomnan- 1, 1'-u3onunon]-2'(3'H)-wun) mupuaunH-3 -1i1 [METHIT § TPOTIaH-
amuna;

N-[5-(6-x50p-1,1-nuMeTnn-3-okco-1,3-Turuapon30uHI0N-2 -1 ) TUPU U H-3 -MIMETHI | TIPOTTMOHAMHIA;

N-[5-(6-bTop-1,1-numeTnin-3-okco-1,3-Turuapon30uHI0I-2 - ) TUPU T H-3 -FIIMETHII | TPOTTHOHAMH 1A,

N-[5-((S mmu R)-5-x1m0p-3-3TH1I- 1 -0KCO-1,3- TUTUAPOU3OMHTOIT-2 -WIT ) TUPU A H-3 -HIMETII | IPOITHOHAMU/IA;

N-[5-(6-xs0p-1,1-gumeTnin-3-okco- 1,3 -TMruApON30MHI01-2-HIT) TUPUANH-3-HIMETHIT |alle TAMU/1a;

N-{[5-(5'-¢prop-3'-okcocmupo[ mknaonpomnan-1,1'-u3oungon]-2'(3'H)-nn)nmupuaus-3 -1i1 |MeTHI } METaHCYJTb-
(dhonamuna;

N-[5-(6-unano-1,1-gumeTni-3-okco-1,3-TUruIp O30 MHI0I-2 - |1 ) TUPUINH-3 -HIIMETHIT |METaHC Y Tb(hOH-
amuna;

N-[5-(6-¢bTop-1,1-mumeTnin-3-okco-1,3-Turuapon30MuHI0I-2 - Al ) TUPU TN H-3 -IIMETHII [METaHCYTh( OH-
amuna;

N-{[5-(6'-pTop-3"-okcoctupo[mmKonponan-1, 1 '-uzonuaomn]-2'(3'H)-un) mupuarnH-3 -1 [METHI } MeTaHCYITh-
(honamua;

N-[5-((S nmm R)-5-xmop-1-3TrI1-3-0%C0- 1,3 -AUTruApON30MHT0-2 -1 ) TUPU AN H-3 -HIMETHII [METaHCYTh(OH-
amuna;

N-[5-(5-¢rop-1,1-numeTrn-3-okco-1,3-TUruAPOU30MHI0I-2 - T ) ITUPUTUH-3 -UIMETHUI |[METaHCYTb(pOHAMH-
na;

N-[5-((R wmm S)-5-xmop-1-31rn-3-okco-1,3-TUruapon30uHI0II-2 - 1T ) TUPUIUH-3 -HIMETHII [METaHC Y Ib(OH-
amuna;

N-[5-(5-xsop-1,1-aumeTni-3-okco- 1,3 -TUruApon30MHI01-2 -HIT) TMPUANH-3-WIME T |[METaHC Y Ib(hOHAMH -
na;

5-xnop-2-[5-(1,1-nuoxco-1 7\.6-I/I3OTI/Ia30HI/IL[I/IH—2 -HIIMETH ) TUPUAINH-3 -1 ]-3,3-TuMeTHI-2, 3 - TUTUPOH30-
HHIO0I-1-0Ha;
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5-x1op-3,3-mumeTnin-2-[ 5-(2-0KCOMUIE pUIH- | -UIMETIIT ) TUPUIUH-3 -1 -2, 3 - IUTUIPOU30HHI0N- | -0Ha;

S5-x1op-3,3-mumeTnin-2-[ 5-(2-0KCOMMUIA30IUIUH- | -HIMETHIT) TUPUANH-3 -1 | -2, 3 - TUT AP OU30UH 0N - | -
OHa;

5-x510p-3,3-nuMeTHI-2-[ 5-(2-0KCOOKCA30IMINH-3 -MIMETHIT ) TAPUAUH-3 -1 -2, 3 - TUTHAPOU3OUHI0I- | -0Ha;

5-x510p-3,3-muMeTHII-2-[ 5-(2-0KCOTUPPOTUANH- | -FIIMETHIT) TUPUTUH-3-11]-2, 3 - TUTHIPON30UHA0M- 1 -OHa;

5-xy10p-3,3-nuMeThn-2-[ 5-(3-MeTHII-2 -0OKCOMMUTA30JIU TN H- | -IIMETHIT ) TAPUANH-3 -1 -2, 3 - TUTHAPOH30-
HHIO0I-1-0Ha;

5-xqop-2-[5-(1,1-nuoxco-1 ké-[ 1,2]TrasuHaH-2-WIMETII ) TAPUIUH-3 -1 |-3,3 - ATUMETHII-2, 3 - TUTHIPOU30-
HHIO0I-1-0Ha;

5-x510p-2-[ 5-(3-U30TPOTHI-2-OKCONMHUAA3OIUANH- | -HIIMETHIT) TUPUIUH-3-11|-3,3-TUMETHIT-2, 3 - TUTUIPO-
HM30UHI0JI-1-0Ha;

6-x510p-2-[5-(1,5-numernn-1 H-umunazon-4-un)nupuaun-3-ui|-3,4-quruapo-2H-uzoxunonun- 1 -ona;

S-xmop-3,3-mumetnin-2-[ 5-(2-metmn-2H-niupa3zon-3-wn)nupuaus-3-mi|-2, 3 - IUr U Ipou30uHA0N- | -0Ha;

6-xn0p-2-[5-(3-metun-1H-nupazon-4-un)nupuaus-3-un)-3,4-auruapo-2H-n3oxuHonus-1-oHa;

6-x10p-2-[5-(4-metun-2H-nupazon-3-un)nupuaus-3-un)-3,4-guruapo-2H-n3oxuHonus-1-oHa;

6-x510p-2-[ 5-(4-x710p-2-MeTHN-2H-1tupazon-3-wn)nupuaus-3-mi|-3,4-muruapo-2 H-n3oxuHonuH- 1 -oHa;

6-x510p-2-[5-(2,5-numetnn-2H-mupazoun-3-un) mupuana-3-ui | -3,4-quruapo-2H-u3oxuHomH- 1 -oHa;

6-x510p-2-[5-(1,5-mumernn- 1 H-upazon-4-un)mupuann-3-ui |-3,4-quruapo-2H-u3oxuHomH- 1 -oHa;

6-x510p-2-[4-x710p-5-(2-MeTun-2H-tupazon-3-wn)nupuaus-3-mi|-3,4-muruapo-2 H-n3oxuHonmnH- 1 -oHa;

5-x510p-2-[5-(4-x710p-2-MeTHn-2H-1tmpazon-3 -wn)nupuauH-3-mi|-3,3-muMe TiI-2, 3- TATUIPOU30UHA0N- 1 -
OHa;

(R mim S)-5-xnop-3-atmn-2-[5-(2-metun-2H-nupazon-3-un) nupuus-3-ui] -2, 3-Turuipon30uHa01- 1 -oHa;

(S wm R)-5-xmop-3-atmn-2-[ 5-(2-metun-2H-nupazon-3-win) nupuaus-3-ui] -2, 3-Turuipon3ouHa01- 1 -oHa;

3-METHNMHUPUINH-2-KapOOHOBOH  KUCIOTHI  [5-(6-x1op-1,1-mumeTmi-3-0kco- 1,3 -Auruapon30uH107-2-
WIT)TUPUIH-3 -IIIMCTHI |aMUJ1a;

3-XJIOpIUpHINH-2-KapOOHOBOH  KHCIOTHL  [5-(6-xJ0p-1,1-mumeTHi-3-okco-1,3-auruapon3onHaon-2-
WIT)THPUIH-3 -FIIMCTHII |aMUJIa;

1-metnn-1H-umunazon-2-kapOoHOBOH KUCIOTHI [5-(6-x710p-1,1-aumeTnin-3-okco-1,3-Turuapon3onHI0I-2 -
W) TIAPUINH-3 -AIMETHII |aMHIa;

2-x10p-N-[5-(6-x1m0p-1,1-numeTnin-3-okco- 1,3 -TUruapon30uHI01-2 -1l ) TUPU T H-3 -FIIME THJI |HUKOTHH-
amuna;

TIUPUANH-2-KapOOHOBOM KUCIOTHI [5-(6-x70p-1,1-mumeTni-3-okco-1,3-Turuapon30nHI0J1-2-11 ) TAPUTHH-
3-unMeTHI |aMuIa;

3-mernn-3H-umnnazon-4-kapOboHoBoit kKuciotsl [5-(6-x10p-1,1-1umerni-3-okco-1,3-auruapon3onH0N-2-
WIT)TUPUIAH-3 -FIIMCTHII |aMUJ1a;

N-[5-(6-xs0p-1,1-gumeTnin-3-okco- 1,3 -TuruApoN30MHI0-2 -HIT) TAPUANH-3-UIMETHI | -6-M e THITHUKOTHH-
amuna;

3-xmop-N-[5-(6-xmop-1,1-mumeTnn-3-okco- 1,3 -TUruApON30MH0I-2 - HJ1 ) TAP U H-3 - LIME THIT | H30HUKO-
THHAMHUIA;

N-[5-(6-x50p-1,1-numeTnin-3-okco-1,3-Turuapon30uHI0I-2 - A1) TUPH TN H-3 -MIIME T | HHKOTHHAMHIA;

N-[5-(6-x50p-1,1-nuMeTnn-3-0kco-1,3-Turuapon30uHI0M-2 -AT ) TUPUTUH-3 -MIMETHI | -2 -M e TUITHUKOTHH-
amuna;

N-[5-(6-x50p-1,1-nuMeTnn-3-0kco-1,3-Turuapon30uHI0M-2 -1l ) TUPUTUH-3 -MIMETHI | -4-MEe TUITHUKOTHH-
amuna;

2-[5-(1-aue THITUP PO H-3 -UIOKCH ) TUPUIH-3 -1 |-5-X10p-3, 3-IrMeTHIT-2 , 3 - IMTUIPOU30MHI0- | -0Ha;

2-[5-((R)-1-aneTHImUppOIHIUH-3 -UIOKCH ) TAPUIUH-3 -1 |-5-XT0p-3,3-TUMe THII-2, 3 - TUTU APOU30MH 0T | -
OHa;

2-[5-((S)-1-aueTHIIHP PO AH- 3 -UITOKCH ) TUPUAMH-3 -1 |-5-XJ10p-3,3 - AUMETHII-2, 3 - TUTHIPOU3OUHION- | -
OHa;

5-x10p-3,3-mqumMeTnia-2-[ 5-(1 -nponmMOHUIUPPOINANH-3 -WIOKCH ) TUPUANH-3 -1 ]-2,3 - AUTHAPOU30MHAO0 - | -
OHa;

5-x510p-2-[ 5-(1-MeTaHCYIbHOHMITUPP OJTU U H-3 -MIIOKCH ) TUPUIUH-3 -11|-3, 3 - TUME THII-2, 3- TUTHIPOU30-
HHIO0I-1-0Ha;

5-x510p-2-[5-(1-3TaHCYTBGDOHMITTUPPOIUINH-3 -FITOKCH ) TAPUAWH-3 -1 | -3, 3 - AUME THI-2 , 3 - TUT U PON30 U H-
noii-1-oHa;

5-x10p-2-[5-((R)-1-3TaHCy b OHUIIUPPOIUANH-3 -WIIOKCH ) TUPUANH-3-11]-3,3 - 1uMeTrIn-2,3 - IMT U APOU30-
HWHIO0J-1-0Ha;

5-xn0p-2-[5-((S)-1-aTancynbpoHMIIUP PO ANH-3 -HIIOKCH ) TUPUANH-3 -1 ] -3,3-AuMe ThII-2, 3 - TUr U IPOU30-
HWHI0J-1-0Ha;

2-[5-(1-aueTunanunepuIuH-4-UIOKCH ) TUPHIUH-3 -1 | -5-X110p-3,3-1uMe THA-2, 3 - ANTUAPON30UH 101 | -OHa;

2-[5-(1-aneTrna3zeTUINH-3 -UIOKCH ) TUPUIUH-3 -1 |-5 -X70p-3,3-muMeTrIn-2, 3- TUru APOU30UH 0TI - | -0Ha;

5-xy10p-3,3-nuMeTrin-2-[ 5-(1 -mponroHmIa3e TUANH- 3 -HIOKCH ) TUPUINH-3 -1IT|-2,3- TATUIPOU30UHAON- 1 -
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OHa;

S5-xmop-2-[5-(1-meTanCcynbOHMIA3ETHINH-3-HIOKCH ) TAPUIUH-3 -1 |- 3,3 - IUMETHII-2, 3 - TUTH IPOU3OMH-
noii-1-oHa;

5-x510p-2-[5-(1-3TaHCynb(hOHMIA3E TUANH-3 -HITOKCH ) TUPUANH-3 -1 -3, 3 - IUME THI-2, 3 - TUTU P OU30 M H IO -
1-oHa;

5-x510p-2-[5-((S)-3-ruapoxcuUpp oA aNH- | -1 MTUpUAnH-3 -1 ]-3,3 - TUMe THII-2 , 3- TUTHIPOU30UHAON- | -
OHa;

2-[5-(4-anertunmurnepasvt- | -un)mupuanH-3-ui]-5-x10p-3,3-auMeTri-2, 3 - AUr U ApOn30MHI0I- | -0Ha;

5-xn0p-3,3-quMeTHia-2-[ 5-(4-nponuoHUIIHIEepa3HH- | -1T) IUPUINH- 3 -1 ]-2,3 - TUr 1 IpOM30MHI0I- | -OHa;

5-x1n0p-2-[5-(4-MeTaHCynbGOHMIIHIIEpa3UH- | -1)TUpUIuH-3-1i]-3,3 - AuMeThI1-2, 3 - TUr 1 ApOM30MH 0 - 1 -
OHa;

5-xn0p-2-[5-(4-3Tancynshonunnunepasut- 1 -um) mupuanH-3-ui|-3,3-aumMeTri-2,3 - Truipon30uHI0I- 1 -
OHa;

5-xn0p-2-{5-[4-(3-xnoprnupuanH-2-kapOOHWI ) TUIepa3uH- 1 -ui jiupuanH-3-mi} -3,3-tumMeTiin-2, 3 - uru -
pousouHao-1-0Ha;

2-[5-(1-aneTunmUppOIUANH-3 - THPUANH-3 -1 | -5-XJ10p-3,3- TUMEe THII-2, 3 - AUTU APOU3OMHI0II- | -0Ha;

2-(1'-aerun-1',2",3'4',5',6'-rexcarunpo-| 3,4'|ounmupuIuHII-5-11)-5-X10p-3,3 - AUMETUI-2 , 3 - TUT U AP OU30-
HHIO0I-1-0Ha;

N-[(S wmwmu R)-4-(6-x710p-1,1-mumeTwin-3-okco-1,3-TUruap on30uHI0I-2-11)-5,6,7,8-TeTparugpon30XuHO-
TUH-8-WIT|aneTaMuIa;

N-[(R wmm S)-4-(6-xmop-1,1-gumeTruin-3-okco-1,3-Turuapon3ouHm0I-2-mn)-5,6,7,8-TeTparu ipon30XuHO-
JIMH-8-WJ1|aleTaMH1a;

N-[4-(6-xn0p-1,1-mrmeTni-3-okco-1,3-uruapon3onHaon-2-1mm)-5,6,7,8-TeTparu ipon30X MHOJIMH-8- 11 | IPOIIHOH-
aMuza;

U ero GapMareBTHUECKH MPUEMIIEMBIE COJIH.

10. Coenunenue o Jr0060My 13 il 1 -8, BRIOpaHHOE U3 CICAYIOINX COSTNHECHIN:

6-xJ10p-2-TIUpUANH-3-U1-3 ,4-muruapo-2H-u3oxuHonuH- 1 -oHa,

6-xJ510p-2-(4-x M0 pTIIHpUANH-3-1)-3,4-nuruapo-2H-u3oxuHoymH- 1 -oHa;

6-xJ10p-2-(5-U30MTPOTTOKCUTTUPUIAH-3 -11)-3,4-uruapo-2 H-u30XuHOIuH- 1 -0Ha;

6-x510p-2-[5-((R)-1-ruapokcudTvn) mupuanH-3-ui|-3,4-murunpo-2 H-n30xuHoamH- 1 -oHa;

6-xJ10p-2-(5-IHUKIOTPOTIOKCUTTHPUANH-3-1)-3,4-muruapo-2H-u3oxuHomH- 1 -0Ha;

5-xnop-3-31Hn-2-(5-propnupuaun-3-mn)-2,3-TUrHIPOU30MHA0II- | -0Ha;

5-xnop-2-(5-propnupuaus-3-mi)-3,3-1uMeTHI-2,3 - AUTHAPOU30MHI0I- | -OHa;

5-x110p-2-(5-AndTOPMETOKCUITUPHIUH-3-111) -3, 3 - TUMETHII-2, 3 - TUT M IPOU30MHAOII- | -OHa;

6-x110p-2-[5-(2-0KCca-6-a3actupo[ 3.4 ]okT-6-uIMe T IMpUANH-3 -1 -3 ,4-auruapo-2H-n3oxuHomus- 1 -
OHa;

6-x110p-2-(5-METOKCUMETHIITUPUINH-3-101)-3,4-1uruapo-2H-n3o0xnHonnH- 1 -oHa;

6-x510p-2-[ 5-(1-MeTnn- 1 H-tmpazon-4-unme T\ nupuauH-3-wi| -3,4-muruapo-2 H-n3o0xuHonwH- 1 -oHa;

6-x510p-2-{5-[(2-MeTun-2H-nmupazon-3-mimMeTrin)aMuHO |TAPUARH-3 -1 } -3,4-muruapo-2 H-n3oxuHonmH- 1 -
OHa;

6-x510p-2-[ 5-(2-MeTnn-2H-tmpazon-3-un)mupuana-3-uin | -3,4-muruapo-2 H-u3oxuHomH- 1 -oHa;

6-x510p-2-{5-[(1H-ttpazo:n-3-miaMuHO )METHIT |TUpUANH-3 -1 } -3 ,4-muruapo-2H-u3oxuHonuH- 1 -0Ha,

U ero apMareBTHUECKH MPUEMIIEMBIE COJIH.

11. Coequnenue no Jr00oMy 13 mil.1-7 U 9, BEIOpaHHOE U3 CIEAYIONINX COCTUHCHUN:

(R nim S)-5-xnop-3-3tun-2-(5-¢propnupunuu-3-un)-2,3 - AMrUAPON30UHI0N- 1 -0Ha;

(S wm R)-5-xnop-3-atnn-2-(5-¢propnupunuu-3-un)-2,3 - AMrUAPON30UHI0N- 1 -0Ha;

N-[R mmm S)-4-(R mmm S)-5-xsop-3-311i-1-0kco-1,3-muruapon3onsaon-2-mn)-5,6,7,8-reTparuiponso-
XUHOJIMH-8-1JI|arieTaMuza;

N-[(R nmm S)-4-((S wimm R)-5-x10p-3-metui-1-okco-1,3-muruapon3onHao-2-mui)-5,6,7,8-reTparuapounso-
XUHOJIUH-8-WJI |IPOTTHOHAMH/1A;

N-[(R nmm S)-4-((S wimm R)-5-xm0p-3-metuii-1-okco-1,3-muruapon3onHaoi-2-ui)-5,6,7,8-reTparuapounso-
XUHOJMH-8-WII|alleTaMuIa;

N-[(R wm S)-4-((S mmu R)-5-xmop-3-3Tmi-1-0kco-1,3-auruapon30nHnoi-2-un)-6,7-quruapo-SH-[ 2 Jou-
pUAMH-7-WJ |MeTaHCyIb(poHaMHUa;

N-[(R wu S)-4-((R wmm S)-5-x1m0p-3-MeTrn-1-okco-1,3-1uruapon3ouHaoi-2-un)-6,7-quruapo-5SH-[ 2 ]mu-
PUIVH-7-11 | IpONMOHaAMU/IA;

N-[(S mwmu R)-4-((R wmm S)-5-x10p-3-MeTrn-1-okco-1,3-quruapon3ouHaon-2-un)-6,7-quruapo-5SH-[ 2 ]mu-
PUIVH-7 -1 | IpONMOHaAMU/IA;

5-xn0p-3,3-mumeTni-2-{5-[(1 H-nupazon-3-nnaMuHO0 )METHI |TUPUAMH-3 -1 } -2, 3 - ANT U APOU3ONHIO0T- | -
OHa;

6'-x510p-2'-{5-[ (1 H-ntrpazo:mn-3-uimaMuHO )METHIT |THPUIAH-3 -1JT } CHUPO| UKJIonponiaH- 1, 1'-n3ouHmon] -
3'(2'H)-ona;
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N-[5-(6-xs0p-1,1-gumeTni-3-okco- 1,3 -TUruApon30MHI0-2 - 1) TMPUANH-3-WIMETHII |[METaHC Y Ib(hOHAMH -
na;

3-MeTUIMHPUANH-2-KapOOHOBOH  KHCIOTBI  [5-(6-xy0p-1,1-muMeTni-3-0kco-1,3-Turuapon3onHaon-2-
W) TAPUINH-3 -AIMETHII |aMHIa;

2-[5-((R)-1-ane THIIMIApp OJTA AN H-3 -FITOKCH ) TAPUANH-3 -1 |-5-X10p-3, 3 - IuMe THI-2, 3- TUTHIPOU30MHIO0M- 1 -
OHa;

2-[5-((S)-1-ameTunmuppoITUANH-3 -UIOKCH ) TUPUIUH-3 -1 | -5-X10p-3,3 - IMME THIA-2, 3 - AUT U AP ON30MHT0T- | -
OHa;

5-x110p-2-[5-(1-MeTaHCyIb(GOHMITHPPOIUNH-3-HIOKCH ) TUPUANH-3-11|-3,3 - TuMeTHA-2, 3 - ANT U APOU30-
HWHI0J-1-0Ha;

5-x10p-2-[5-((R)-1-3TaHCy b OHUINUPPOIUANH-3 -WIOKCH ) TUPAANH-3-11]-3,3 - 1uMeTrn-2, 3 - IMT U APOU30-
HWHI0J-1-0Ha;

5-xn0p-2-[5-((S)-1-aTancynsHoHMIIUP PO ANH-3 -HIIOKCH ) TUPUANH-3 -1 ] -3, 3-AnMe ThII-2, 3 - TUT U TP OU30-
HWHI0J-1-0Ha;

2-[5-(1-aneTunmunepuanH-4-UI0KCH ) TUPUAUH-3 -1 | -5-XJ10p-3,3 - AUME THI-2, 3 - IUT U POU30MHI0JI- | -0Ha,

5-x510p-2-[5-(1-3TaHCyab(hOHMIA3E TUANH-3 -HIIOKCH ) TUPUANH-3 -1 |-3,3 - IUME THII-2, 3 - TUTU P OU30 M H IO -
1-oHa;

2-[5-(4-anerunmurnepasut- | -uin)mupuanH-3-1i]-5-x510p-3,3-AuMeTrA-2, 3 - AUT U AP ON30MHI0I- | -0Ha;

5-x510p-2-[5-(4-MeTaHCynb(HOHMITHIIEpA3UH- | -HuT)TupUanH-3 -1 |-3,3-TMMeTHII-2, 3 - TUTUAPOUIOMH IO - | -
OHa;

5-xn0p-2-[5-(4-3Tancynbhonunnunepasut- 1 -um) mupuanH-3-mi|-3,3-aumMeTri-2, 3 - Truipon30uHI0- 1 -
OHa;

2-(1'-amermn-1',2",3'4'5',6'-rexcaruapo-| 3,4' |onupu AMHNUIT-5-11)-5-X710p-3, 3-TUME THIT-2, 3 - AUT U IPOU30-
HWHI0J-1-0Ha;

U ero GapMareBTHUECKH MPUEMIIEMBIE COJIH.

12. Coemunenme mo mobomy w3 mmn.l-7, 9 wmm 11, npencrammstomee coboi  S-xmop-2-[5-(1-
3TaHCYIH(OHMIA3ETUINH-3 -IIOKCH ) TUPUAUH-3-111|-3,3 - AUMETHI-2, 3 - TUTHIPOU30MHA0- | -OH.

13. IIpumeneHne CoeqMHEHMSI 10 JIIoOOMY U3 M. 1-12 B KauecTBe TepaneBTUIESCKH aKTHBHOTO BEIIECTBA.

14. ®apmManeBTHIECKass KOMIIO3UITHS, COACpKAIas COSTUHEHUE TI0 TF0OOMY U3 T, 1-12 1 TepaneBTHIECKH
WHEPTHBII HOCHUTEIb.

15. TlpumeHeHne coeqMHEHHS TI0 JII0OoMY M3 T 1-12 i medeHns wiv Mpo(rIakTHKH XPOHHYECKOTO 3a-
OoJieBaHNUS MOYCK, 3aCTOHHOM CepACYHON HEOCTATOYHOCTH, THIEPTEH3UH, IEPBUYHOTO I'MIICPAJIbI0CTEPOHU3MA
u cuaapoma Kymuara.

16. IlpumeHeHne coearHEHNUs IO JT0O00MY M3 Tl 1-12 a7t moydeHHs IeKapCTBEHHOTO CPEICTBA IS Jie-
YEeHUs! WK TPO(UIAKTHKH XPOHHYECKOTO 3a00JIeBaHMs TI0UEK, 3aCTOHHOM CepAeYHOM HeI0OCTaTOYHOCTH, THIIeP-
TEH3UH, IEPBUYHOTO TUIEPATBIOCTCPOHN3MA U cuHApoMa KyrmHra.

17. Cnoco0 neueHus win MpO(UIAKTHKA XPOHUYECKOTO 3a00JIEBaHUS TOYEK, 3aCTOWHOW CeplIedHON He-
JIOCTAaTOYHOCTH, THIIEPTEH3NH, IEPBUYHOTO THIIEPAIBIOCTEPOHU3MA M CHHApoMa KyIiHra, BKIIOYaloNnIiii BBe-
nenue 3QpPEeKTUBHOTO KOJUIECTBA COSANHEHUS TI0 TF000MY 13 . 1-12.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB
Poccus, 109012, Mockea, Manblit Yepkacckuii nep., 2

- 226 -



	Bibliographic data
	Abstract
	Description
	Claims

