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(57) M3o00perenne OTHOCHTCS K COCAMHEHHSM (OpMyNbl M UX (hapMaleBTHYCCKH IPHEMIIEMbIM COJISM,
KOTOpBIE 00JIa/1al0T aKTHBHOCTHIO MOYJIATOPOB PETHHOUA-POJACTBEHHOTO Op(aHHOTO peLenTopa raMma
t (RORyt). Yka3aHHBIE COEAMHEHUS NPENOTBPAILAIOT, MHTHOUPYIOT WK MoAaBisoT AedcrBue RORyt
M, TakuM 00pa3oM, MOAXOMST Ul Je4eHHs 3a0oneBaHuil, HApyLICHUH, CHHIPOMOB WM COCTOSHHUH,
orocpenoBanHelXx RORyt, Takux kak, Hanpumep, Oomnb, Bocranenue, XOBJI, actma, peBMaTOMIHBIH
apTPUT, KOJIUT, PACCEsSHHBIN CKIIEpO3, ICOpUa3, HepoaereHepaTuBHbIE 3a00JI€BaHUS U PaK.
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PoncrBeHHbIC 3asiBKH

Hacrosimas 3asBka MCIpaIinBaeT NPHOPUTET HA OCHOBAHUH NMPEABAPUTEIHHON 3asBKH Ha mateHT WHmun
Ne 2930/MUM/2015, momganHo#t 3 aBrycta 2015 1., comepkaHue KOTOPOHW BKIIFOUEHO B HACTOSIIYIO 3asBKY BO
BCeil MOJTHOTE ITOCPEACTBOM CCBIIKH.

O01acTh TEXHUKH

Hacrosmas maTeHTHas 3asBKa OTHOCUTCS K COCIMHEHUSIM, KOTOPBIE MOXKHO TIPUMEHATH B KAUeCTBE MOMY-

JISITOPOB PETHHOUI-POJICTBEHHOTO opanHoro perentopa ramma t (RORyt).
YpoBeHb TEXHUKH

Petnnouna-poncreennsie opdannsie penentopsl (ROR) mpencraBnsror co00i (GakTopsl TPaHCKPHIIINY,
KOTOpBIC NPHUHAIUIE)KAT K CyNEp CEeMEHCTBY SAEPHBIX PELENTOpPOB CTEPOMIHBIX ropmoHoB. CemeiictBo ROR
coctout u3 Tpex wieHoB, ROR amsda (RORa), ROR 6era (RORP) u ROR ramma (RORY), Takke M3BECTHBIX
kak NR1F1, NR1F2 u NR1F3 cooTBeTCTBEHHO (KaXAbIil U3 KOTOPBIX KOAMPYETCsS OTAENbHBIM reHoM, RORA,
RORB u RORC cootBerctBenH0). ROR cozmepxar yeTblpe OCHOBHBIE JOMEHA, KOTOPBIE SBISIOTCS OOIINMH IS
OOJIBIIMHCTBA SAEPHBIX perenTopoB: N-TrepMuHaibHelii A/B nomen, JJHK-cBs3piBatomuii 1oMeH, MmMapHUPHBIHA
JIOMEH | JIMTaHI-CBs3bIBatomuii qoMeH. Kaxxapiii reH ROR BripabaThiBaeT HECKOIBKO H30(hOPM, KOTOPBIE OTIIH-
qaroTcsl ToJbko N-TepMuHaIBHEIM A/B noMmenom. beimn o6Hapysxensl aBe n3odgopmsl RORY-RORy1 u RORyt
(Tarxxe m3BecTHBIN Kak RORYy2).

RORyt mpexacrapnser coboii ycedennyto popmy RORy, B koTopoit oTcyTcTBYeT 21 aMUHOKHCIIOTA, HAYH-
Hast ¢ N-KOHI[a, ¥ KOTOpas KCIIPECCUPYETCs NCKIIOYNTEIRHO B KJIETKaX TUM(GOUTHON IMHUH U SMOPHOHATBHBIX
nHaykTopax JmMbounaaon Tkanu (Sun et al., Science, 2000, 288, 2369-2372; Eberl et al., Nat Immunol, 2004,
5:64-73), B otnmuune ot RORYy, koTOpbIi dKcIIpeccupyeTcs BO MHOKECTBE TKaHel (B cepile, Mo3re, MOuKax,
JIETKUX, IEYCHN U MBIIIIAXx).

Bbeuto ycranoBieHo, yto RORyt siBnsiercst kimroueBbIM perynsitopoMm auddepeHnuposku kiretok Thl7.
Knerkn Thl7 npencrasusitor coboii moarpynmy T-xenmepos, koTopble BelpadbaThiBatoT 1L-17 u npyrue nposoc-
HaJINTeJIbHBIE IUTOKUHBI, OBIJIO TOKa3aHO, YTO OHHU BBIMIOJNHSIOT KJIIOYEBbIE (DYHKIUHM B HECKOJIBKHX MOJEISX
AyTOMMMYHHBIX 3a00JICBaHWH y MBIIIEH, BKIIOYAs SKCIEPHMEHTANBHBIH ayTOMMMYHHBIA SHIE(HATOMHUEIAT
(DAD) n kommaren-uaaynupoBaHHbli apTput (KUA). Kpome toro, kietkn Thl7 Taxke cBsS3aHbl ¢ MaTOJOTHEH
Pa3IUYIHBIX BOCTIAJMTENBHBIX M ayTOMMMYHHBIX HapyIICHHH y YeIOBEKa, BKIIOYAs PACCESTHHBIA CKIEPO3, PEB-
MaTOMIHBIH apTpHT, Icopuas, 6one3ns Kpona u actmy (Jetten et al., Nucl. Recept. Signal, 2009, 7:¢003; Manel
et al., Nat. Immunol, 2008, 9, 641-649). ITatorene3 XpOHHYECKUX ayTOUMMYHHBIX 3a00JIEBaHUM, BKITIOYAsT pac-
CESTHHBIM CKIIEpO3 M PEBMATOUIHBIN apTPUT, BOZHUKAET B Pe3yIbTaTe HAPYIICHNS NEPEHOCUMOCTH COOCTBEHHBIX
AQHTUTEHOB W Pa3BUTHs ayToarpeccuBHBIX 3((eKTopHBIX T-KIeTOK, MHQWIBTPUPYIOMINX TKaHEBbIC MUIICHH. B
MCCIIEIOBaHMAX OBUIO IMOKa3aHo, 4To KieTku Thl7 SBISIOTCS OOHUMH M3 BaXKHBIX ITOCPEIHUKOB Pa3BUTHS BOC-
MaJIMTEJIFHOTO Mpolecca TKaHecnenupuueckoro ayronmmynurera (Steinman et al., J. Exp. Med, 2008, 205:
1517-1522; Leung et al., Cell. Mol. Immunol, 2010, 7: 182-189). Knerkn Thl7 akTuBupytorcst Bo Bpems mpore-
KaHMs 3200JICBaHUS M OTBEYAIOT 32 PEKPYTHHT JPYTHX THUIIOB BOCIAJIUTEIBHBIX KIETOK, B YaCTHOCTH HEUTpodu-
JIOB, OTIOCpEAysI MaTONOTHIO B TKaHeBhIX MuleHsX (Korn et al., Annu. Rev. Immunol, 2009, 27: 485-517), 6110
nmoka3aHo, 4To RORyt urparoT BakHyr0 poJib B maToreHHOM oTBeTe KieTok Thl7 (Ivanov et al., Cell, 2006 126:
1121-1133). V mermeii ¢ aedunurom RORYt xietku Thl7 oTcyTcTBOBaNM, 9TO TaKXKe MPHUBOAMIO K OCTIA0ICHUIO
DAD. I'enetnyeckoe paspynieHrne RORy B Mojenn KoymTa y MBIIIEH Takke MPeIoTBPaIaio pa3BUTHE KOJIHUTA
(Buonocore et al., Nature, 2010, 464: 1371-1375). Pors RORYyt B maToreHe3e ayTOMMMYHHBIX HJIH BOCIAJIH-
TeJBHBIX 3a00JIeBaHUI TIOAPOOHO onrcaHa B muTepatype. (Jetten et al., Adv. Dev. Biol, 2006, 16: 313-355; Mei-
er et al. Immunity, 2007, 26: 643-654; Aloisi et al., Nat. Rev. Immunol, 2006, 6: 205-217; Jager et al., J. Immu-
nol, 2009, 183: 7169-7177; Serafmi et al., Brain Pathol, 2004, 14: 164-174; Magliozzi et al., Brain, 2007, 130:
1089-1104; Barnes et al., Nat. Rev. Immunol., 2008, 8: 183-192).

Kpome Toro, Takxe nokasano, yto RORyt urpaer BaxkHyto ponb B Apyrux Kierkax, oTIuuHbIX oT Thl7,
takux kak mactouutsl (Hueber et al., J Immunol, 2010, 184: 3336-3340). Oxcnpeccust RORYt u cexpenus muro-
kuHOB Thl7-tuma Taxke ommcana mis NK T-kietok (Eberl et al., Nat. Immunol, 2004, 5: 64-73) u T-knerok
ramma-nenpTa (Sutton et al., Nat. Immunol, 2009, 31: 331-341; Louten et al., J Allergy Clin. Immunol, 2009,
123: 1004-1011), ato cBUAETENLCTBYET O BakHOU pyHKIMH RORYt B yKazaHHBIX KII€TKax.

B my6mukammsax PCT WO 2012139775, WO 2012027965, WO 2012028100, WO 2012100732, WO
2012100734, WO 2012064744, WO 2013171729 u WO 2015008234 omucaHbl TeTEPOIMKIHIECKAE COSTUHE-
HUSL, KOTOPBIC SIBITIOTCS MOIYJIITOPAMH PEIIEITOPHON aKTHBHOCTH PETHHOMA-POACTBEHHOTO Op(aHHOTO perer-
topa ramma (RORY).

C y4eToM BBIIIECKa3aHHOTO CYIIECTBYET MOTPEOHOCTH B HOBBIX TEPANEBTHUECKHX areHTax, KOTOphIE MO-
IynupyroT aktuBHOCTh RORyt 1, TakuM 00pa3oM, oOecrieunBaOT HOBBIE CIOCOOBI JieUeHUs 3a00IeBaHII TN
COCTOSIHUH, CBA3aHHBIX ¢ Mogyssiuueit RORyt.

Hacrosimas 3asiBKa OTHOCHTCS K COSMHEHUSIM, KOTOPBIE SIBIAIOTCS. MOIynsaTopamu perenrtopa RORyt.

Kpartkoe onucanne nzodpereHus
CoryiacHO OTHOMY M3 acIIeKTOB HacTOsIIee N300peTeHNEe OTHOCUTCS K COSANHEHNUIO, BRIOPAaHHOMY U3
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N-(4-(3-(4-xnopdennn)mpazud-2-mn)denmn)-2-(4-(1,1-

JaudTopIponu)heHIT)aleTAMUAA,

N-(4-(3-(4-xnopdenun)mupasun-2-mn)dennn)-2-(4-(1,1-rudrop-2-
TUAPOKCUNIPONIIT)PeHNIT)ALeTAMUAA,

N-(4-(3~(4-xnopdennn)nupasus-2-un)denun)-2-(4-(1, 1-madTop-2-MeTOKCHITHI)-

(beHm)aneTamMumIa,

N-(4-(3-(3-xophenmn)mpasus-2-mwi)penmn)-2-(4-(1, 1-mudrop-2-
TUAPOKCUIIPONIIT)(PeHUIT)aleTAMHAA,;

N-(4-(3-(2-xnophennm)nupasus-2-wi)dennn)-2-(4-(1, 1-
mudToprponun)peHnn)aneTaMuaa;

N-(4-(3-(4-x10p-2-pTOopdenun)mipasun-2-nun)denmn)-2-(4-(1,1-
nudroprporni)deHun)aneraMuaa;

N-(4-(3-(4-xnoppenmn)mupunus-2-un)penun)-2-(4-(1,1-
audroprnponun)heHnT)aleTaMuaa,

2-(4-(1,1-gudrop-2-runpokcunpornrut)bpernn)-N-(4-(3-(4-propdenmn)nupasus-
2-un)deHnn)aneramuna;

2-(4-(1,1-mudrop-2-ruapokcunporniut)penmn)-N-(4-(3-(3,4-
nudropbenun)mupasuH-2-min)eH)aleTaMua;

N-(4-(3-(2,4-nudpropdenunn)nupasun-2-un)pennn)-2-(4-(1,1-audropnponun)-
Gbenmn)aueramua,

2-(4-(1,1-mudproprpormn)dernn)-N-(4-(3-(2-bTopdenun) mupasun-2-
un)eHnn)aneramMuna,

2-(4-(1,1-mudropmpornun)pernin)-N-(4-(3-(4-(tpudTopmernn)peHun)nupasus-2-
wn)eHmwn)aneramMuaa,

2-(4-(1,1-mudroprporun)dernn)-N-(4-(3-(n-Tonxyun) mupasuH-2-
W) (peHIIT)alleTaMHa,

2-(4-(1,1-mudpropnponmin)hernn)-N-(4-(3-(4-bropbenmn)mpuans-2-

W) (peHUT )aleTaMiuaa;
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2-(4-(1,1-gu¢ropnpomun)pennn)-N-(4-(3 -penunnupasun-2-
wi)(peHmT)aneTaMua;

N-(4-(3-(4-umanodennm)mpasun-2-nn)denmn)-2-(4-(1,1-
nudropripornn)eHn)-aleramMmma;

2-(4-(1,1-mu¢ropmnpomnun)denun)-N-(4-(3 -(mupuanH-4-un)nupasus-2-
wi)(peHnn)aneTaMua;

2-(4-(1,1-gqu¢rop-2-runpoxcunpornun)benni)-N-(4-(3-(4,4-mudToprunepuayrH-
1-ui)rmpasuH-2-uin)peHnn)aneTaMnaa,

2-(4-(1,1-mu¢rop-2-runpoxcunponun)benmn)-N-(4-(3-mopdomnHonHpasuH-2-
un)heHnT)aneTaMuna;

2-(4-(1,1-qu¢ropnpori)bennn)-N-(4-(5-(4-propbenmn)-3-mernn- 1 H-nmupason-
1-un)denun)aneramuna;

N-(4-(1-(tper-6yTn)-5-(4-propdennn)-1 H-nupazon-4-nn)dennn)-2-(4-(1,1-
nmudroprponun)peHn )aleTaMuIa,

N-(4-(1-(tpet-6yTin)-5-(4-propdenun)-1 H-nupazon-4-un)denmn)-2-(4-(1,1-
1 TOp-2-ruAPOKCUNIPONHI)HEHNIT)aLleTAMUAA;

2-(4-(1,1-gqu¢ropnporun)ern)-N-(4-(3 -(1-merun-1H-riupason-4-nn)nupasun-
2-un)deHnT)areTaMizaa;

N-(4-(3-(4-auernnmunepasus- 1 -mn)nupasus-2-wn)dennn)-2-(4-(1,1-
madToprponun)heHnT)aneTaMuaa;

2-(4-(1,1-gu¢ropnporun)penun)-N-(4-(3-(1-merun-6-okco-1,6-
JUTUPONUPUANH-3-UIT) I Pa3HH-2-11)(heHIT)alleTAMHAA,

N-(4-(3-(4-xnopdennm)mmpasuH-2-un)-2-propdennn)-2-(4-(1,1-
mudToprportin)heHu)aneTamuna;

2-(4-(1,1-gudropnporun)dennn)-N-(4-(3-(4-merokcudeHnn)nupasun-2-
un)peHuT)aneTaMua;

2-(4-(1,1-gqu¢ropuportin)erni)-N-(4-(5-(4-propdenwn)-3-(tpudTopmernn)-
1H-nupason-1-un)benun)aneramMmuaa;

N-(4-(5-(2-xnopdenmn)-3-(tpudropmernn)-1H-mmpason- 1 -um)pennn)-2-(4-(1,1-
nuTopnponut)heHuT)aneTaMuna;

N-(4-(3-(2-xnopdennm)ympunuH-2-un)dennn)-2-(4-(1,1-audropnpormn)hern)-
aLeTamusa;

2-(4~(1,1-mudropnpormn)ber)-N-(4-(3-(o-rony wr)nupasuH-2-

nn)eHnn)aneTaMusa;
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2-(4-(1,1-gudropuporn)denmn)-N-(4-(3-(4-meTmnnunepa3us- | -un)nupasus-2-
i) heHun)aleTaMmaa,

2-(4-(1,1-gudropmporn)deniun)-N-(4-(3-(4-3Tunnune pasus- 1 -wn) mupasun-2-
nin)(eHmT)aleTaMIna,;

N-(4-(2-(4-xnopbernn)mipuans-3-mn)pennn)-2-(4-(1, 1 -qudropnponnin) bpennn)-
aleTaMuza,

N-(4-(4-(4-xnopberun)mipuans-3-mn)pennn)-2-(4-(1, 1 -qudropnponuin)benwn)-
aleTaMuna,

2-(4-(1,1-qudropnponmn)pennn)-N-(4-(3-((2S,6R)-2,6-
JIUMETHIMOP(OIMHO) TUpa3uH-2-11)peHn )alieTaMuaa,;

N-(4-(3-(2-xnoppennn)nupaszun-2-un)dernn)-2-(4-(1,1-qudrop-2-
THAPOKCHTIPOIIILT ) (peHIIT)alleTAMHI I,

N-(4-(5-(2,4-nuxnopdenun)-3-merui- 1 H-mupason-1-un)denmn)-2-(4-(1,1-
nmudroprpont)peHu )aueTaMiaa;

N-(4-(3-(2-xnop-4-¢propdpennn)mupazun-2-un)benunn)-2-(4-(1,1-nudrop-2-
THAPOKCHTIPOIIHT ) peHHIT)aeTaMH 1,

2-(4-(1,1-mu¢rop-2-runpoxcunporun)denun)-N-(4-(3-(2-otundeHun)mupasus-2-
nn)beHnn)aneTaMmmaa,

2-(4-(1,1-mu¢ropmponun)pernn)-N-(4-(3-(4-(2-meTokcudTHI)TUNepasuH-1-
win)nupasun-2-un)dernn)aneramuaa,

N-(4-(3-(4-auerun-2-Merunnunepasus- 1 -un)mupasun-2-un)penmn)-2-(4-(1,1-
nmudroprponu)peHnn)aneraMnaa;

2-(4-(1,1-mu¢ropmponmn)pennn)-N-(4-(3 -(MupUMHANH-5- 1T ) IHPa3UH-2-
i) heHu)aleTaMmaa,

2-(4-(1,1-gudropmporn)denn)-N-(4-(3-(4-prop-2-meTnid eHun ) mipa3uH-2-
wn)deHun)anerammia;

N-(4-(3-(2-xnop-4-¢propdenmn)nupasun-2-un)enmn)-2-(4-(1, 1 -nudropopomnmn)-
(beHum)aneTamMusa,

N-(4-(3-(4-xnopberun)mipunns-4-mn)pennn)-2-(4-(1, 1 -qudropnponuin) benwn)-
aleTaMuna,

2-(4-(1,1-gudropmporn)denmn)-N-(4-(3-(2,4- numeTrid e HIT) TnpasuH-2-
wn)heHu)aleTaMuaa,

2-(4-(1,1-gudroprporn)dennn)-N-(4-(3-(2-prop-4-mernmnb eHun) mipasnH-2-

nin)(peHmT)aneTaMusa,;
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N-(4-(1-(2-x10p-4-pTopderun)-6-okco-1,6-AUrnAPOIUPUMUTITH-2 -1 ) eHT)-2-
(4-(1,1-nudropnponuin)deHun)aneTaMuna,;
N-(4-(3-(2,4-nuxnopdenun)nupasu-2-um)penun)-2-(4-(1,1-
nudTopnponi)peHm)-aneTaMiaa;
2-(4-(1,1-mudrrop-2-runpoxcunponun)dennn)-N-(4-(3-(2,4-
UMeTHII(eHIT)THPasHH-2- 1) peHnn)aneTaMina;
(S)-2-(4-(1,1-gu¢rop-2-runpoxcunponmn)penm)-N-(4-(3-(2-
sTHd eI ) TUpa3uH-2-1)EeHIT)alleTaMUAa;
(R)-2-(4-(1,1-gudrop-2-runpoxcunporui)derm)-N-(4-(3-(2-
STHIEHII ) THPa3HH-2-11 ) e HUIT )alleTAMHI A,
N-(4-(3-(4-(upkaonponaHkapOOHIIT ) TUNepa3uH- 1 -1 ) IupasuH-2-un)beHun)-2-
(4-(1,1-audrop-2-ruapoxcunponu)heHnn)aneTaMmna;
N-(4-(3-((4-xnopderun)(Merin)aMuHO ) upasuH-2-un)dennn)-2-(4-(1,1-
nmudroprporn)denin)anerammia;
N-(4-(3-(6en3un(meruin)amuHo)nupasus-2-un)benmn)-2-(4-(1,1-gudroprnporm)-
(heHmnm)aneramuna;

N-(4-(3-(6enzunamuno)mupasus-2-un)denin)-2-(4-(1,1-gudropnpomnn)dermr)-

aueTamuna,
2-(4-(1,1-gudrroprponum)pernn)-N-(4-(3-((1-beHUI THI )aMHHO ) THPA3HH-2-
wn)eHm)aeTaMuza;
(R)-2-(4-(1,1-mudropnponun)dennn)-N-(4-(3-((1-peHunsTia)aMuHO ) ipasuH-2-
wi)eHnn)aueTaMusa,

(R)-2-(4-(1,1-mudpropupommn)denrn)-N-(4-(3-(merun(1-
(beHmTIT)aMITHO ) Ipa3suH-2 -1 )(QeHnT)aleTaMu A,

(S)-2-(4-(1,1-mudroprmponun)dernn)-N-(4-(3-((1-bpermmsTIuT)aMuHO )T pa3HH-2-
un)eHn)aeTaMusa;

(S)-2-(4-(1,1-nudropnponun)dennn)-N-(4-(3-(metnn(1-
(beHUITIUI)aMUHO ) Ipa3uH-2- 1) PeHIIT)aleTaMI A,

(S)-N-(4-(3-((1-(4-xnopdeHmn)sTin)amuHo ) upasuH-2-un)denmn)-2-(4-(1,1-
mudToprponi)peHT)aeTaMuIa,;

(S)-N-(4-(3-((1-(3-xnopdenmn)atun)amuso) mupasus-2-wn)denm)-2-(4-(1,1-
nmudroprporin)deHun)anerammaa;

(S)-N-(4-(3-((1-(4-xnopheHnn)>TII)(METIT)aMUHO )ITHPa3uH-2 -1 ) e HILT)-2~(4-

(1,1-mudropnponun)dheHnn)aneTaMusa;
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(S)-N-(4-(3-((1-(2-x nopdbenu)3 T )aMiHO ) pasuH-2-nn)denmn)-2-(4-(1,1-
mudToprponun)heHuT)aneTaMia;

(S)-2-(4-(1,1-pudronpormn)dernn)-N-(4-(3-((1-(4-brop-2-merundennn)sTun)-
AMUHO)HpPa3sHH-2-1iT)(peHIT)aneTaMIna,;

N-(4-(3-(((S)-1-(2-x nopdeHnn)sTHI)aMUHO ) I pasHH-2- 1) pernn)-2-(4-(1,1-
IU(TOP-2-THAPOKCUTIPONUT )(EHIIT)alleTaMHIAA;

(S)-2-(4-(1,1-gudroprnpormn)penmn)-N-(4-(3-((1-(2,4-
IMMETHJID SHIIT)I THIT)aMHHO ) -[TUPa3HH-2- 1) (e HNUIT)alleTAMHAA,

(S)-N-(4-(3-((1-(2-xnop-4-dropdh eHnn )3T )aMUHO)) U pa3UH-2- 1) peHun)-2-(4-
(1,1-gudroprponun)eHm)aneTaMisa;

N-(4-(3-((MKIOreKCHIIMETIIT)aMUHO )T pasuH-2-mi)pernn)-2-(4-(1, 1-audrop-2-
THAPOKCHIIPOITHIT )(pEeHIIT)ALeTAMHAR,

N-(4-(3-(((S)-1-(4-x nopdermn)sTrun)aMuHo ) upasuH-2-ui)pexnn)-2-(4-(1,1-
nudTop-2-ruapoxcunpon)heHT)aneTaMnsIa;

N-(4-(3-(((S)-1-(2-x nopdeHm)>TIIT)aMUHO ) IupasuH-2-1i)-2-prophenmn)-2-(4-
(1,1-mudrrop-2-ruppokcurnporii)GeHun)aneTaMuaa,;

N-(4-(3-(((S)-1-(2-x nopermn)sTrun)aMuHo ) rmpasuH-2-1ui)-3 -prophenmn)-2-(4-
(1,1-mudrop-2-ruppoxcunpornii)heHnI)aeTaMuna,;

N-(4-(3-(6ensunokcu)nupasus-2-un)dennn)-2-(4-(1,1-
nmudroprnponun)peHun)aneTaMia;

2-(4-(1,1-gu¢ropupormin)perni)-N-(4-(3-(1-peHnmTokcn)nmupasuH-2-
nn)eHnn)aneraMnna,

N-(4-(3-((2-x10p-4-dpropbensun)okcn)nupasut-2-ui)penun)-2-(4-(1,1-
nudropnponun)heHu)aneTaMuaa;

N-(4-(3-(6ensunokcu)nupasud-2-wun)dennn)-2-(4-(1,1-gudrop-2-
THAPOKCUIIPONIINT)peHIT)aleTaMiIa;

(R)-2-(4-(1,1-qudpropnponmn)benin)-N-(4-(3-(1-bennmTokcn)nupasmt-2-
wn)eHmwn)aneramMmaa,

(S)-2-(4-(1,1-oudropnponun)benm)-N-(4-(3-(1-peHnmsToKCH) MHpa3HH-2-
win)eHun)aneramMmuaa,

N-(4-(3-(1-(2-unxnonponmideHuI)3TOKCH)IUpasiH-2- 1) berrn)-2-(4-(1,1-
nmudroprnponun)peHn)aneTaMisa;

2-(4~(1,1-mudrop-2-ruapokcunpornmn)denwn)-N-(4-(3-(1-

(DeHIITLHKIONPOTIOKCH ) THPa3uH-2-11)PEeHMI)ale TAMUAA,
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(R)-N-(4-(3-(1-(2-xnop¢enun)rokcu)mupasun-2-imwn)denmn)-2-(4-(1,1-

nudropripornn)deHin)aleTaMnaa,;
N-(4-(3-((R)-1-(2-xn0opdenun)sTokcu)mupasun-2-mwi)denmn)-2-(4-(1,1-nudrop-

2-ruApokcHIponi)eH)aneramMusa;
(S)-N-(4-(3-(1-(2-xnopdennn)sTokcu ) mupasuH-2-imn)hermn)-2-(4-(1,1-

b Toprporni)peHun)aleTaMuaa,;
N-(4-(3-((S)-1-(2-xmopdennn)srokcn)mpasun-2-un)penwn)-2-(4-(1,1-audpTop-2-

THAPOKCHUIIPOIIHI ) (pEeHIIT)alleTAMI I,
N-(4-(3-(2-xnopdenokcu)nupazun-2-un)pennn)-2-(4-(1,1-

nudroprponmn)deH)-aleraMuaa;
N-(4-(3-((R)-1-(2-xnop-4-merundenun)srokcu)nupasun-2-un)denin)-2-(4-(1,1-

nudrop-2-rugpokcunponin)heHnn)aneramuia;
2-(4-(1,1-mudproprporumn)permn)-N-(4-(3-((3,5-numMeTrnmn3okcason-4-

WJT)METOKCH ))THPa3HH-2-1i )(peHII JaLieTaMu/a;
2-(4-(1,1-mudrop-2-runpokcunporin)dperwt)-N-(4-(3-(2-(3,5-

JUMETHIA30KCa30J-4-1IT)3TOKCH) THPA3HH-2 -1 )(eHIIT)alleTAMULIA,
N-(4-(3-((2-xnopbensun)okcu)nupasuH-2-un)dennn)-2-(4-(1,1-nudrop-2-

THAPOKCHUIIPOTIHI )(pEeHIIT)alleTAMILIA,
2-(4-(1,1-nudrop-2-runpoxcunpormn)pennn)-N-(4-(3-(2-(4-merunruason-5-

WJT)3TOKCH ) TMPa3uH-2-1i1) PeHmT)aleTaMiaa;
N-(4-(3-(UuKIOreKCUIMETOKCH)TUpasuH-2-wi) pernn)-2-(4-(1, 1-mudrop-2-

THAPOKCUMPONHI)peHIT)aleTaMI I,
N-(4-(3-(3-(6ensunokcu)azeTunus- 1 - nupasus-2-un)dennn)-2-(4-(1,1-

1 TOP-2-THAPOKCUIIPONTIIT)DEHIIT JaleTaMHU 1A,
2-(4-(1,1-mu¢rop-2-runpoxcunponmn)pennn)-N-(4-(3-(((S)-1-(2,4-

IUMeTHII( SHUIT )3 TII )aMUHO ) TUPa3uH-2- 1) peHnn JaueraMua,
N-(4-(3-(4-(umknonponankapOOHWI ) THNePa3nH- | -uT)upasuH-2-1in)peHn)-2-

(4-(1,1-gudropriponmi)peHun )aleraMnaa,;
2-(4-(1,1-mudropnpormn)denun)-N-(4-(3-((2-runpoxcu-1-

(eHUIITIIT)aMUHO ) T Pa3HH-2- 1) (heHUIT )aLieTAMH A,
2-(4-(1,1-mudrop-2-runpoxcurporin)penni)-N-(4-(3-((R)-1-(2,4-

IUMETHII( €HILT)3 TOKCH )ITAPa3UH-2-11) Qe HILT)aLIeTAMIIA,, I
2-(4-(1,1-nudropnponun)denun)-N-(4-(3-(4-(okceran-3-mn)nunepasus-1-

W) IAPa3HH-2-1i1)(peHMmT)aleTaMiuia 1 uX (papMaueBTHIeCKH MPHEMIIEMBIX COJEH.

B YHYaCTHOCTH, HACTOAIICC I/I306p €TCHHUEC OTHOCHUTCSA K COCITMHCHHUIO CI)OpMyHBI

O H
LN HO

WIN €T0 CTepeon3oMepy WM (papMarieBTHIECKH IPUEMIIEMOH COJIH;

COETMHEHUIO (hOPMYITBI
D K
F\Q\EF
N HO'

niu €ro (l)apMaIIeBTI/I‘leCKI/I HpHeMHeMOﬁ COJIM

COeAMHEHUIO (hOpMyITBI
O H
N
L O mf
N HO

WM ero (papManeBTHIECKU MPUEMIIEMOH COJIH.

B Hacrosmem n300peTeHUN TaKke MPEIIoKeHa (papMaIleBTUIeCKass KOMITO3UIIHS, COACPIKaIIas 10 MCHb-
el Mepe OJTHO COCAMHCHUE, OMMMCAHHOE B HACTOAINICM W300PETCHUH, M IO MCHBIICH Mepe OIHO (hapMaleBTH-
YECKH MPHEMJIEMOE BCIIOMOTATEIBHOE BEHICCTBO (TaKoe KakK (hapMaleBTHYCCKH MPHUEMIICMBIH HOCHTENb WU
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pasbasurens). [IpeamoututrensHo (apMaleBTHYCCKAsT KOMITO3UIIMS COJICPIKUT TEPareBTHYCCKU I(P(PEKTUBHOE
KOJIMYECTBO IO MEHBINCH Mepe OJHOTO COCTUHEHHS, OMHMCAHHOTO B HacTosmeM u3o0pereHun. CoenUHCHUS,
ONMCaHHBIC B HACTOSIIIEM H300pPETEHHWH, MOTYT OBITh CBsI3aHBI C (papMalleBTHUECKH MPHUEMIIEMBIM BCIIOMOTa-
TENbHBIM BEIIECTBOM (TaKUM KaK HOCHUTENb WK pa30aBUTelNb), pa30aBiIeHbl HOCHTENIEM WM 3aKII0OYCHBI BHYTPU
HOCHTEJIS, KOTOPBII MOXKET UMeTh (OpMY TabJIETKH, KaICyJibl, callle, 0yMaKHOTO MaKeTa WK APYroro KOHTeH-
Hepa.

CoenuHeHus: 1 GpapMaleBTHUECKHE KOMIIO3UIIMU COTJIACHO HACTOSILIEMY W300PETEHHUIO MOAXOAAT Ul WH-
rubupoBanus aktuBHOCTH RORYt. Takum oOpa3om, B HACTOSIIEM H300pPETEHHH MOTOJHUTEIHHO TMPEIOKEH
cnoco6 marnOupoBanuss RORyt y cyObekTa, Hy»)HalOIIErocs B 3TOM, IyTEM BBEICHHS CYOBEKTY OIHOTO WU
Ooyiee COCTUHEHUH, OMICAHHBIX B HACTOSIIEM H300PETCHHUHU, B KOJMYECTBE, KOTOPOE SBISCTCA ((EKTUBHBIM
JUTSL UHTUOUPOBAHUsI YKa3aHHOTO PEIENTOopa.

CornacHo JOTOJIHHUTEIFHOMY ACIEKTY HACTOsIIee W300peTeHHEe OTHOCUTCS K CIIoco0y JiedeHus 3a0olieBa-
HUS, HAPYIICHUS WIH COCTOSHUS, Monymupyemoro RORyt, Takoro kak ayrToMMMyHHOE 3a00JICBaHUE, BOCIIATIH-
TeNBbHOE 3a00JICBaHUE, PECIIUPATOPHOE 3a00JIeBaHUE, OOJb W pak, BKIIOYAIOIIEMY BBEICHHE CYOBEKTY, HYX-
JIAfOIIEeMYCsl B 9TOM, COCJMHEHHUS COTJIACHO JIFOOOMY M3 BAPHUAHTOB Pealn3allii, ONHCAHHBIX B HACTOSIIEM H30-
OpereHuy.

CoryiacHO ApyromMy acleKkTy HacTosIIee H300pEeTeHINEe OTHOCHTCS K CIIOCO0Y JieUeHHs 3a00JieBaHus, HAPY-
HICHUS WM COCTOSIHUS, Moayiaupyemoro RORyt, Takoro kak XpoHH4YecKas OOCTPYKTHUBHAas OOJIE3Hb JIETKUX
(XOBJI), actma, karmienb, 60J1b, BOCTIATUTENbHAS 00JIb, XpOHHUYECKass 00Jb, ocTpasi 00JIb, aApTPUT, OCTEOAPTPHUT,
paccesiHHbIH CKIIepO3, PEeBMATOUAHBIN apTPUT, KOJIHT, SI3BEHHBII KOJUT U BOCHAUTENbHAS 00IE3Hb KHIICYHHKA,
BKITIOYAONICMY BBEJICHUC CYOBCKTY, HYKIAIOIIEMYCsS B 3TOM, COCTUHCHHUS COTJIACHO JIOOOMY W3 BapHUAHTOB
peaTN3aIiy, ONMCAHHBIX B HACTOSAIIEM U300PETCHHIH.

IonpoOHoe onncanne u3odpereHust
Omnpenenenust
o6o3Hauator grop (¢pTop-), xyop (x10p-), OpoM (6pom-) miu Hox

Tepmuns! "ranorer" unu "ramoresn-'
(fox-).

TepmuH "akun" OTHOCUTCS K paguKaly C YrIEeBOJAOPOTHON IETbI0, COAepIKAIIEeMY HCKITIOUUTEIHHO aTo-
MBI YTIEpOJia U BOJAOPOIa B OCTOBE, HE COAEPIKAIleMy HEHACHIIIIEHHBIX YIaCTKOB, COAEPIKAIIEMy OT OJHOTO J0
BOCBMH aTOMOB yriepona (T.e. CigalKmi), KOTOPBI HPUCOEIMHEH K OCTaTKy MOJEKYJBI IPOCTOH CBS3BIO,
BKITI0Yast, HO HE OTPaHUYMBASCh UMM, TAKHE TPYIIIBI KaK METHJI, 3THII, H-TIPOTIII, |-MEeTHI3TII (M30TIPOITIIT), H-
Oy, H-leHTHI ¥ 1,1-muMermmTin (Tpet-0yTm). Tepmun "Ci_gankuir" OTHOCUTCS K aJIKFIIBHOM IIETTH, COIEp-
xkameit ot 1 no 8 aromoB yriepona. Tepmus "C;_janxun" OTHOCUTCA K aJKWIBHOW Leny, coaepxameit ot 1 1o 4
aTOMOB yriepoaa. Ecnu He yka3aHO WM HE ONMMCAaHO MHOE, BCE AIKWIBHBIC TPYIIIBI, ONMCAHHBIC WM 3asSBJICH-
HBIC B HACTOSIICM OMKCAHUH, MOTYT OBITh JINHCHHBIMU WJI Pa3BETBICHHBIMHU.

Tepmun "amkokcu" 0003HAYACT ANKHIBHYIO TPYIILY, IPUCOCTUHCHHYIO Yepe3 aTOM KUCIOpPOJa K OCTaTKy
MoJiekynsl (Hanpumep, C,galkokcu). TUIOBBIMU NpHMepaMH yKazaHHbIX rpynn sasisitorcs -OCH; u -OC,Hs.
Ecnu He yka3zaHO WIH HE ONMHMCAaHO MHOE, BCEC aIKOKCUTPYIIIIBI, OMIMCAHHBIC WM 3asBJICHHBIC B HACTOSIIEM OITH-
CaHHUH, MOTYT OBITh TMHEWHBIMA MIT Pa3BETBICHHBIMHU.

TepmuH "ramoreHaJKMII" OTHOCHTCS TI0O MEHBIIEH Mepe K OJHOH rajoreHoBoi rpymre (BeiOpanHoi u3 F,
Cl, Br nim 1), mpucoeqnHeHHON K alKWJIBHON TPYIINE, TAKOM KakK OMpeaesieHo BbIMIE (T.e. ranoreH-Ci_gaIKui).
[IprMeps! yKa3aHHBIX TaIOTeHANKWIBHBIX TPYII BKIIOYAIOT, HO HE OTPAHUYHUBAIOTCS MU, TPU(PTOPMETIIIEHYIO,
TUTOPMETIIIBHYIO U PTOPMETHIIbHYIO TpyIIbl. TepmuH "ranoreH-C; galkuil" OTHOCHUTCS 110 MEHbBIIIEH Mepe K
OJIHOM raJIoOreHOBOM TpyIIe, MPUCOCAUHEHHON K alKMJIBHOM Lenu, coxepkauieit ot 1 1o 8§ atoMoB yriepona.
Ecnu He yka3aHO WM HE ONMMCAHO WHOE, BCE TaTOTCHANKHIIBHBIC TPYIIGI, OMUCAHHBIC B HACTOSIIEM H300peTe-
HUH, MOTYT OBITh JINHCHHBIMH WJIA Pa3BETBICHHBIMU.

TepMuH "TanoreHaIKoKCH'" OTHOCUTCS K JIKOKCUTPYIIIE, 3aMEIICHHON OJHUM WM 0oJiee aTOMaMH Tajo-
reHoB (T.e. ranoreH-C,gankokcu). Ilpumepsl "ranoreHankokcu" BKIIIOYAIOT, HO HE OTPAHUYUBAIOTCS HMH,
(bTopMeTOKCH, TUPTOPMETOKCH, TPUPTOPMETOKCH, 2,2,2-TpU(YTOPITOKCH, MEHTAPTOPITOKCH, IMEHTAXITOPITOKCH,
XJIOPMETOKCH, TUXIIOPMETOKCH, TPUXIOPMETOKCH U 1-OpomaTokcu. Eciim He ykazaHO WM HE OMCaHO WHOE, BCE
TaJIOTEHAJIKOKCUTPYTIIIEI, OMMCAHHBIE B HACTOAIIEM H300PETEeHUH, MOTYT OBITh JIMHEHHBIMH TN PAa3BETBICHHBI-
MH.

Tepmun "runpokcu-C, _gamkun" oTHOCHTCS K C_gaIKUIIBHON TPyIIe, TAKOW KaK OMPEJIETICHO BEIIIE, TAE OT
OITHOTO JI0 TPeX aTOMOB BOJOpOJa MPH PA3IMYHBIX aToMax yriepoja 3aMEHEHbl Ha THIPOKCHIIBHBIC TPYIIIHI
(t.e. ruapoxcu-C_jankmn). [Ipumepsr tuapokcn-Ci_gaIKIMIIBHBIX (parMeHTOB BKITIOYAIOT, HO HE OTPaHHMYHBAIOT-
cs umu, -CH,OH u -C,H,OH.

Tepmun "C,_gankokcu-C,_gankun" oTHOCUTCS K C_galKWIBHON TPYyIIE, TAKOM KaK ONpeeIeHo BbIIIE, T
OT OJIHOTO JI0 TPEX aTOMOB BOJOPOJIa TIPU PA3IUYHBIX aTOMaX YTiepoJa 3aMCHCHBI Ha aTKOKCHIPYIIIBI, KaK OII-
penenero Borure. [Ipumepsr C;_gamkokcu-Ci_gaIKHIBHBIX (PParMEHTOB BKIIIOYAIOT, HO HE OTPAaHUIHBAIOTCS UMH, -
CH20CH3 u -C2H4OCH3.

Tepmun "mukmoankuwi" 0003HAYaeT HEAPOMATUYCCKYI0 MOHO- WM TOJHIHUKIMYECKYH) CHCTEMY KOJICI,
cozepkamryro ot 3 mo mpuMmepHo 12 atomoB yriepona (T.e. Cs jpIukinoankui). [I[puMepsl MOHOITUKINYECKHX
[UKJIOAJIKIIOB BKIIOYAIOT, HO HE OTPAaHUYMBAIOTCS MMH, IIUKIIOTPOIIIII, UKIOOYTHI, TAKIONEHTHI W IUKIIO-
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rexcwiI. [IpuMepsl MOMUIMKINISCKUX IUKIOATKUIFHBIX TPYII BKIFOYAIOT, HO HE OTPAaHHYHBAIOTCS UMHU, IEp-
TUIPOHA(THIBHEIC, aJaMaHTHIBHBIC U HOPOOPHIIBHBIC TPYIIIIEI, MOCTUKOBBIC IIMKINYCCKUE TPYIIIBI WK CITH-
POOUTIMKITUYECKHE TPYIIbI, HapuMmep, crupo(4,4)HoH-2-mi. TepmuH "Cs ¢ITIUKIOATKAI" OTHOCUTCS K IUKJIAYE-
CKOMY KOJIIbITy, coepxaiieMy oT 3 10 6 atomoB yraepoxaa. [Ipumepsl "C; ¢IIUKIOANKIIIOB" BKIIOYAIOT, HO HE
OTPAHNYNBAIOTCS] IMH, IUKIIOMIPOIIIII, IUKIOOYTHII, IUKIIOTIEHTHI HITH IIUKIOT€KCHIL.

TepMuH "TTUKIOATKUATANKII" OTHOCUTCS K pauKaiy, CoAepKaleMy IMUKIHIECKOe KOJIbIIO, COAepKaIIeMy
oT 3 10 mpuUMepHO 6 aTOMOB YTIIEpOAa, HANPSAMYIO MPHCOSTUHEHHOMY K aNKWIBHON Tpymnne (Hampumep, Cs.
uKIoankwi-C_gankmi). LUKIIoanKumanKiipHas TPYyIa MOXeT OBITh MPHUCOEOMHEHA K OCHOBHOW CTPYKType
yepes MO0 aToM YIiiepo/ia B aKHIBHOM TpyIIe ¢ 00pa3oBaHUEM CTaOWIBHOM CTPYKTYphl. Heorpanumduparo-
IKMEe TTPUMEPBI YKa3aHHBIX TPYITH BKIFOYAIOT MUKIOMPOIHIAMETIN, IUKIOOYTHIITHI U [IUKIOTCHTHIITHIL

Tepmun "apun" oTHOCHTCS K apOMaTHYECKOMY paAMKally, coAepkameMy ot 6 1o 14 aromoB yriepoaa (T.e.
K Cg.14apHiTy), BKIIFOYAsT MOHOIMKIINYECKHE, OUIMKINICCKAC U TPUIUKIMYCCKUEC apOMATHICCKUE CUCTEMBI, Ta-
Kue Kak (peHm, HadQTHiI, TeTparuapoHadThII, MHAAHII U OneHNII.

TepMuH "TeTepoLUKINIeCKOe KOMbLO0" WK "TeTepOLUKINI", €CIM HE YKa3aHO HHOE, OTHOCUTCS K paauKa-
7y B BHJIE HE3aMEIICHHOTO HeapoMaTHUecKoTo 3-15-unmeHHoro kombia (T.e. K 3-15-4J1eHHOMY TeTepOIMKITIITY )
KOTOPBIIl COCTOMT W3 aTOMOB YTJIepoJia M COASPKUT OT OAHOTO N0 IIATH TeTepOaTOMOB, BEHIOPAHHBIX M3 a30Ta,
(dhocdopa, kuciopoa u cepbl. ['eTepONMKINIECKUH KOJBIIEBON PaIdKall MOKET TIPEJCTABIISTh COOOH MOHO-, OH-
WA TPUIHUKINIECKYI0 CHCTEMY KOJIeI], KOTOpas MOKET BKJIIOYATh KOHICHCHPOBAHHBIC, MOCTHKOBBIC WIIN CIIH-
POCHCTEMBI KOJICI, 1 aTOMBI a30Ta, (ocdopa, yriepoaa, KUCIOPOJa WIH CEPHl B TETCPOUUKIIMISCKOM KOJIbIIE-
BOM pajauKaie MOTYT OBITh HEOOs3aTeIbHO OKHCIEHBI 0 PaziIHMYHBIX CTeTeHel okucieHus. Kpome Toro, arom
a30Ta MOXET OBITh HEOOSI3aTEIIFHO YCTBEPTHYHBIM; TAKXKE, €CITU B OMPEIACICHIH OTCYTCTBYIOT UHBIC OTPaHUYC-
HUS, TETEPOIUKIMICCKOE KOJBIO WIH TETEPOIUKIIMI MOTYT HE00s3aTeIEHO COIepKaTh OIHY HIIH Ooiiee onedu-
HOBEIX cBsi3eil. [IpuMepsl yKka3aHHBIX TeTCPONUKIMYCCKUX KOJBIIEBBIX PAJMKaIOB BKIIOYAIOT, HO HE OTPaHUYH-
BAIOTCSI MMH, a3CTUHII, a3eTUAMHWI, OCH30IMOKCONMI, OCH30AMOKCAHMI, XPOMAaHWI, TUOKCOJIAHUII, TUOKCa-
(dbocdomanm, TeKaruIPON30XUHONMI, WHAAHWI, WHIOJUHILI, H30WHIOIUHILUL, H30XPOMAaHUII, N30 THA30IUINHUIL,
M30KCa30IMANHII, MOP(HOIMHII, OKCA30JMHIII, OKCA30IUINHII, 2-OKCOMUTIEPA3UHII, 2-OKCOTTUTIEPUIAHIII, 2-
OKCOTIMPPOJMANHII, 2-0KCOA3CTUHNI, 6-0KCO-1,6-TUTHAPOUPUANH-3-1J1, OKCAaTUAPOUHIONNI, OKTaruIPOHU30-
WHIONIWII, IEPTUAPOA3CTIHHIII, THUIIEPasHHNI, 4-THIePUAOHIII, TUPPOTUANHIII, THIICPUINHII, (PEeHOTHAZHHUI,
(heHOKCa3WHWII, XUHYKIHIUHIII, TETParuAPOU30XHHOIII, TETPAaruapoQypuil WiId TeTparuapodypanui, TeTpa-
THIPONHUPAHIUI, THA30JWHIUI, THA3OJUAUHII, THAMOP(OIMHIII, THAMOPQPOIHHWICYIBGOKCHIT U THAMOP(OIIH-
HUJICYITBb(OH.

IeTepormKInYecKuii KOIBIICBON palKall MOXKET OBITh MPUCOSANHCH K OCHOBHOW CTPYKTYpE depe3 000
reTepoaToM WJIM aTOMa Yriiepojaa ¢ 00pa3oBaHUEM CTaOWIBHOW CTPYKTYphL. ECiiu He yka3aHO Wi HE OMHCaHO
WHOE, BCE TETCPOIMKIMILHBIC TPYIIIBI, ONMMCAHHBIC WU 3asBICHHBIC B HACTOSIIEM OMUCAHWUHU, MOTYT OBITH 3a-
MEIICHHBIMH WM HE3aMCIICHHBIMH.

Tepmun "rerepoapun’, eciiu KOHKPETHO HE YKa3aHO UHOE, OTHOCUTCS K 5-14-4ueHHOMY apoMaTHYECKOMY
TETePOIUKIMICCKOMY KOJIBIICBOMY PaIuKaly, COIEpKAIIeMy OJUH I 00Jiee reTepoaTOMOB, HE3aBUCHMO BEI-
Opanneix U3 N, O wm S (T.e. k 5-14-uneHHoMy retepoapuity). I'erepoapuiibHas TpyIna MOXET MPEACTABIATh
€000t MOHO-, OW- WIIM TPUIIUKIUYECKYI0 CHCTeMY KoJel. [eTepoapuibHBIN KOJBIICBOW pajlKal MOXET OBITh
MPHUCOEIMHEH K OCHOBHOW CTPYKTYpe uepe3 JIF000i TreTepoaToM MiIH aToMa yrieposaa ¢ 00pa3oBaHHEM CTaOWIIb-
HOU CTPYKTYpHI. IIpuMepsl yka3aHHBIX TeTepOAPIIBHBIX KOJBIIEBBIX PAIUKAIOB BKIIOYAIOT, HO HE OTPAHUYH-
BAIOTCSI UMM, OKCA30JIMJI, M30KCA30IMII, UMUAA30IWI, GypHI, MHIOIII, U30WHIOIWI, THPPOIWI, TPHA3ZOIIHI,
TPHUA3HHWII, TETPA30JIHII, THCHII, OKCAIUA30JIWII, THA30JIMIT, U30THA30IWII, THPUAMI, TUPUMUINHUIL, ITHPAZHHII,
TUPUAA3HHWI, MUPa3owi, OcH30(ypaHui, OEH30THA30MMI, OCH30KCA30MMI, OCH3UMUIA30IMWI, OCH30THECHWUI,
OcH3omUpaHII, KapOa30JIvII, XHHOJIMHII, H30XHHOJIWHIII, XHHA30JIMHWI, [IMHHOJIWMHWI, HAQTUPUIMHII, ITSPH-
JIUHWJI, TYPUHWI, XHHOKCAITMHII, XUHOJIHJI, H30XHHOIWI, THATAA30IWII, WHIOIU3UHIII, aKPUIUHII, ()CHA3HHII
U (ranasuHmIIL

Tepmun "(apmaneBTHUCCKU MpUEMIIEMas COJb" BKIIFOYAET COJIU, MOTYYCHHBIC U3 (hapMaIleBTHICCKH TIPU-
€MIIEMBIX OCHOBaHHUH MII KHCIOT, BKJIFOYast HEOPTaHWIECKHUE WIM OPTaHWICCKIE OCHOBAaHHS M HEOPTaHUIECKHE
WM OpPTaHMYECKHE KHUCIOTHL. [IpUMeps! yKa3aHHBIX COJIEH BKIIIOYAIOT, HO HE OTPaHWYMBAIOTCS WMH, aleTar,
oensoncynbhoHaT, OeH30at, OuKapOoHat, OUCyIbdaT, OuTapTpar, bopaT, OpoMuUI, KaM3UIaT, KapOOHAT, XJIOPH/I,
KJIaBYJIaHAT, LUTPAT, TUTHAPOXIOPUI, dAETAT, SAM3MWIAT, ICTONAT, 33WiaT, pyMapar, TIIONENTaT, TIIOKOHAT,
TIIyTaMaT, TJIMKOJIMIApCaHMIIAT, TeKCIIPE30PUUHAT, THAPAOaMUH, THAPOOPOMHU, THIPOXIIOPHI, THAPOKCHHAD-
TOAaT, HOIWI, M30THOHAT, JIAKTaT, JAKTOOMOHAT, JTaypaT, MajaT, MajeaT, MaHIeJIaT, Me3uiIaT, MeTHIOpOMUsI, Me-
TUJIHUTPAT, METHICYIb(AT, MyKaT, HA3WIAT, HUTPAT, AMMOHUNHYIO COJIb N-METHITTIOKAMIHA, 0JIeaT, OKcalarT,
mamoaT (PMOOHAT), MaNbMHTAT, MaHTOTeHAT, (ocdar, audocdar, moaUraNakTypoHAT, CANHMIMIAT, CTeapar,
cynbdar, cydamerar, CyKIIMHAT, TaHHAT, TAPTPaT, TCOKJIAT, TO3WIAT, TPHITHOIUI U Banepar. [Ipumeps! comei,
MOJYYCHHBIX M3 HEOPTaHMICCKUX OCHOBAHUH, BKIIFOYAIOT, HO HE OTPaHUYUBAIOTCS MU, COJTH ATFOMUHUS, aMMO-
HUS, Kanenus, menn, xenesa (I111), sxkenesa (II), mutus, maraus, mapranna (I111), mapranna (1), kanus, HaTpus u
I[UHKA.

Tepmun "nedenne" winu "crnoco0 nedeHus" 3a00yeBaHMs, HAPYIICHUS WJIM COCTOSHUS BKJIIOYAET: (a) Tpe-
JIOTBPAIICHUE WM OTCPOYKY BOSHHKHOBEHHS KIIMHUYECKUX CHMIITOMOB 3a00JI€BaHMUS, HAPYIICHHUS M COCTOS-
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HUS, Pa3BUBAIONINXCS YV CyOBEKTa, KOTOPBIH MOXKET OBITh HMOPAaXKCH MM MPEIPACHOIOKCH K BOSHUKHOBECHUIO
3a00JICBaHMs, PACCTPOICTBA WIIH MATOJIOTHYCCKOTO COCTOSIHUS, HO €IIC HEe MCIBITHIBACT WM HE MPOSBIIACT KITU-
HUYECKUX WM CYOKIMHHYECKHX CHMITOMOB 3a00JIeBaHUs, HAPYIISHUS WM cOCTOSHUS, (b) moaaBieHue 3a00-
JIeBaHMUS, PACCTPONCTBA WM COCTOSIHUSA, T.€. OCTAHOBKY WM CHIDKEHHUE Pa3BUTHA 3a00JICBaHUS WIIH TI0 MEHBIIEH
Mepe OJJHOTO €ro KIIMHUYECKOTO WITH CYOKITMHUYIECKOTO CUMITTOMA; WK (C) oOJierdeHne 3a0oyieBaHus, T.€. odec-
TIeYeHNe perpeccuy 3a00eBaHNs, HAPYIICHUS WIIA COCTOSHHS MM 1O MEHBIIEH Mepe OTHOTO M3 ero KIMHHUYe-
CKUX WA CYOKITMHUYECKAX CHMIITOMOB.

TepmuH "cyOBEeKT" BKIIOYAET MIJICKONUTAIONIUX (B YACTHOCTH YEJIOBEKAa M JPYTHX KHBOTHBIX, TAKUX KaK
JIOMAIITHUE JKUBOTHBIC (HAPUMEp, TOMAITHAC MUTOMIIBI, BKIIFOYAsl KOIIEK M cO0aK) U HE OJOMAITHCHHBIC YKH-
BOTHBIE (TaKne KaK JUKHE KUBOTHEIE)).

"TepaneBTHYecKH dPPEKTHBHOE KOIMYIECTBO" 0003HAYACT KOJMYECTBO COCAUHCHHS, KOTOPOE MPH BBEC-
HUM CyOBEKTY JUIS JICUCHUS 3a00JICBaHUS, HAPYIIICHUS MM COCTOSIHUS, SIBISICTCS TOCTATOYHBIM JUIS OCYIICCTB-
JICHWsl YKa3aHHOTO JiedeHus. "Tepanepruuecku 3pPpeKTHBHOE KOIUIECTBO" MOXKET OBITh Pa3IHMYHBIM B 3aBUCH-
MOCTH OT COCIMHECHUSI, 3a00JICBAHUS U €T0 TSHKECTH U BO3PACTa, MACCHI TeJa, COCTOSIHUS 3I0POBBSI M BOCIIPHIM-
YUBOCTH CyOBEKTa, OABEPTAIONIETOCS JICUCHHUIO.

dapManeBTHYECKHE KOMIO3MIIUH

CoeMHEeHHSI COTJIACHO HACTOSIIEMY M300pPETEHHIO OOBIYHO BBOIAT B opMe (hapMarieBTHIECKOH KOMIIO-
sunuu. @apmaneBTHUECKas KOMIO3HINS, ONMMCAHHAS B HACTOAIIEM H300PETEHHH, COIOCPKHUT OJHO WIN Ooiee
COCIMHEHUH, OIMCAHHBIX B HACTOAIIEM H300PETCHHH, W OXHO WM Oojiee (hapMaleBTHYECKH TNPHEMIIEMBIX
BCIIOMOTATENbHBIX BemecTB. Kak mpaBmiio, hapManeBTHUECKH IpHeMIIEMbIe BCIOMOTaTeIbHBIE BEIIECTBA 0H00-
PEHBI PEryIUPYIOUIMMHA OPTaHAMU WJIU CYUTAIOTCS, B IIEJIOM, OC30MACHBIMHU JUIS MIPUMCHCHUS y YCIIOBEKA FITH
JKUBOTHBIX. DapMarieBTUIECKH MPUEMIIEMbIC BCIIOMOTATEIIBHBIC BEIICCTBA BKIIFOYAIOT, HO HE OTPAaHHMYHBAIOTCS
MU, HOCHUTEIH, pa30aBUTEIH, CKOJB3AIMIME J00AaBKH M CMa3bIBAIOIINC BEIICCTBA, KOHCEPBAHTHI, Oy(epHBIC
areHTHI, XeNIATOO0PAa3yIOIIHE areHTHI, MOJUMMEPBI, TEIe00pa3yoNIie areHTh, 3aTyCTUTEIN, PACTBOPUTEITH H T.I1.

[IpuMepsl MOIXOMAIIMX HOCUTENCH BKIFOYAIOT, HO HE OTPAaHHMYUBAIOTCS MMH, BOJY, COJIEBBIC PACTBOPEI,
CIHPTHI, ITOJMATHIICHIJINKOJIN, apaXHCOBOE MAaCIO, OJIMBKOBOE MAcCIIO, KEJATHH, JJAKTO3Y, BEICOKOCOPTHBIH THIIC,
caxaposy, AeKCTpHH, KapOoHAT MarHus, caxap, aMmwiIo3y, CTeapaT MarHus, TaJbK, KEJIATHH, arap, IMeKTHH, apa-
BUHCKYIO KaMeb, CTCAPHHOBYIO KHCIIOTY, MIPOCTHIE HHU3IIUE aJKMIOBBIE d()UPHI IEJUTION036], KPEMHHUEBYIO KH-
CIIOTY, KUPHBIE KHCJIOTBI, aMHHBI KUPHBIX KHCJIOT, MOHOTIHMIEPHUIB U AUTIIUICPUABI )KUPHBIX KHCIIOT, CIO0XK-
HBIE 3(HUPHI )KUPHBIX KUCIIOT U TIOJTHOKCHITHIICH.

dapmarneBTHIECKNE KOMITO3HIIUH, ONMIICAaHHBIE B HACTOAIIEM H300pETCHNH, TAK)Ke MOTYT COACPKaTh OJIIH
win Ooyee (papMaIleBTUICCKH MPUEMIIEMBIX BCIIOMOTATEIBHBIX arcHTOB, YBIAXHHUTEICH, CYCTICHIUPYROIIUX
areHTOB, KOHCEPBAaHTOB, 0y(epoB, MOJCIACTHTENEH, BKYCOAPOMATHYCCKUX NOOABOK, KpacUTEICH WU JTH0YIO
KOMOWHAIIHIO BBIIICTICPCUNCIICHHBIX BEIICCTB.

BBenenne coemMHCHUI COTTACHO HACTOSIIEMY U300pETCHHUIO B YHCTOW opMe Wi B (hopMe MOIXOAsIICH
(hapManeBTHYECKONW KOMITO3UIIMKA MOXHO MPOBOJIUTH MPH TOMOIIHU JTHO00T0 criocoba BBEICHU, TAKOTO KakK Tie-
POpANBHBIA WM TapeHTepanbHbIi. Croco0 BBEICHHS MOXET MPEICTAaBIATh CO00# 000 Ccrmocod, KOTOPHIi
obecmieunBaeT 3¢ (HeKTUBHBIN MEPEHOC aKTUBHOTO COSAWHEHHS COTIACHO HACTOSIIECH MaTEHTHOH 3asiBKE B COOT-
BETCTBYIOIIIEE MK TpeOyeMoe MeCTO ACHCTBHS.

Cnoco0bl neyeHus

CoeMHEeHHSI COTJIACHO HACTOSIIEMY U300PETCHHIO SBIISIOTCS 0COOCHHO 3()()EKTHBHBIMH, TaK KaK OHU MH-
THOMPYIOT AKTUBHOCTh PETHHOWI-POJACTBEHHOTO OP(AHHOTO pELenTopa ramMma, B YacTHOCTH PETHHOWI-
poncTBeHHOTO OphanHOTO pernentopa ramma t (RORyt), T.e. OHU MPEIOTBPAIIAIOT, UHTUOUPYIOT HITH ITOAABIISIFOT
neiictBue RORyt w/mim MoryT oGecrieunBath neiictBue, Monyiupytomee RORyt. CoennHenust corimacHo Ha-
CTOAIIEMY U300PETEHUI0, TAKUM 00pa3oM, TOAXOIAT [UIS JICUYCHUS TEX COCTOSHHM, IIPU KOTOPBHIX WHTHOMPOBa-
Hue akTuBHOCTH ROR ramma n B yactHoctn RORyt BBI3BIBaeT OGmaronpusitHbe 3 EeKTHI.

CoerHeHHsI COTJIACHO HACTOSIIEH MaTeHTHOU 3asiBKe SIBISIIOTCS Monynsaropamu RORyt u mMoryT momxo-
JITH JUIs JICYCHUS 3a00JICBaHUN WM HapylieHuH, omocpenoBaHHbIX RORyt. COOTBETCTBCHHO, COCAUHCHHS H
(hapMarieBTHYECKIEe KOMIIO3HIINHN COTIIACHO HACTOSIIEMY M300pPETEHHIO MOTYT MOIXOANUTH IS JICUSHHS BOCIIa-
JIUTEIBHBIX, META00JINIECKUX W ayTONMMYHHBIX 3a00JIeBaHMiA, orocpeioBaHHBIX RORYyt.

CrienManucTaM B TAHHOW OOJIACTH TEXHUKH OYJET MOHATHO, YTO TEPMHH "ayTOMMMYHHBIC 3a00yeBaHus"
OTHOCHTCS K COCTOSIHHIO, KOTOPOE BO3HHKAET, €CIIM MMMYHHAs CHCTEMa OIIMOOYHO aTaKyeT M pa3pylIaeT 370-
POBBIE TKaHU OpraHu3Ma. AYTOMMMYHHOE HapyIIEHHE MOKET BOSHUKATh B PE3yJIbTaTe Pa3pyIIeHHUs OJHOTO WIIH
Ooyee THIOB TKaHEH OpraHM3Ma, aHOMAJIBHOTO POCTAa OpraHa W M3MEHEHUH (QyHKIuH opraHa. AyTOMMMYHHOE
HapYIICHHE MOXET MOpakaTh OJWH WM OOJiee OPTaHOB WM TUIIOB TKaHEW, BKIIOYAs, HO HE OTPAHUYHBASCH
UMM, KPOBEHOCHBIC COCYJIbI, COCTMHUTEIBHBIC TKAHH, YHIOKPHHHBIC JKEJIC3bl, TAKHE KaK IIUTOBHUIHAS WIH MOJ-
JKEITyTOYHasl JKeJe3a, CYCTaBhl, MBI, KPACHBIC KPOBSHBIC TENbIa M KOXKY. [IpruMepbl ayTOMMMYHHBIX (HITH
CBSI3aHHBIX C AYTOMMMYHHBIMU 3a00JICBAaHUSAMH) HAPYIICHUHA BKIFOYAIOT PACCESIHHBIA CKJIEPO3, apTPUT, PEeBMa-
TOMJHBIN apTpHT, copuas, 6oae3Hp KpoHa, HApYMICHHS JKEITYA0YHO-KHIIIEYHOTO TPAKTa, BOCHAIUTEIHHYIO 00-
JIe3Hb KUIICYHHUKA, CUHAPOM Pa3paKCHHOTO KHUIICYHUKA, KOJUT, I3BEHHBIN KoUT, cuHapoM Lllerpena, atomu-
YECKHH NepMaTHUT, HEBPHUT 3PUTEIHHOTO HEPBA, PECTIMPATOPHOE HApPYIIECHHE, XPOHHYECKYI0 OOCTPYKTHBHYIO
6one3ns nerkux (XOBJI), actmy, nuadet I Tuna, HEUPOMHETUT 3PUTEIHLHOTO HEPBA, TSHKEIYI0O MHACTCHHUIO, YBE-
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ut, cunapom ['mitena-bappe, ncopmarndeckuii aptput, Goine3Hs 'peliBca, aliepruro, OCTEOapTPUT, OOJIEC3HD
KaBacaku, cM3uCTBIH JeHIIMaHUO3, TUPEOUANT XAIIUMOTO, IEPHUIMO3HYI0 aHEMHIO, 00JIe3Hb AJINCOHA, CHC-
TEMHYIO KPacHYIO BONYAHKY, AEPMAaTOMHO3UT, cuHIpoM lllerpeHa, KpacHyI0 BOJNYAHKY, TSKEIYI0 MHACTCHHUIO,
PEaKTHBHBIA apTPHT, CIPY-LETHAKNIo (TJIIOTEH3aBICUMYIO SHTEPOIATHIO), 00J1e3Hb ['peiiBeca, THMOMO33 U BOJI-
YaHKY.

CoequHEHHs COTIIACHO HACTOSILEH MAaTEHTHOHN 3asiBKE TAKKE MOKHO IPUMEHSTH JUIS JICUEHHSI BOCIIANICHNUS.
CrienpanucTaM B JaHHOK 0OJAaCTH TEXHUKH OyIeT MOHITHO, YTO TEPMHH "BOocmayieHHe" BKIIOYaeT Jitoboe Co-
CTOSIHHE, XapaKTEePU3YIOLIEECs JIOKAIN30BaHHBIM MM CHCTEMHBIM 3alIUTHBIM OTBETOM, KOTOPBIH MOXET OBITH
BBI3BaH (PM3MUYECKOM TPaBMOH, MHPEKINEH, XPOHUUECKUMH 3a00JIEBaHUSMU W/MJIM XUMUYECKUMH W/HIH (PU3HO-
JIOTHYECKUMHU PEeaKIUsIMHA Ha BHEIIHHE CTHUMYJBI (HalpuMmep, Kak 4acTh ajuieprudeckoro orsera). JIroboil u3
YKa3aHHBIX OTBETOB, KOTOPBIH MOKET CITY>KHTh JJIsl YHHUYTOXKCHHS, pa30aBIeHUs MM W30JIIIIMHY TIOBPEXIAIONIe-
TO areHTa W MOBPEKACHHON TKaHM, MOXKET TPOSBISATHCS, HAPUMED, B BHIE )Kapa, oTeKa, 00, MOKpacHeHus,
pacumpeHust KpOBEHOCHBIX COCYI0B M/HMJIM YCHIICHUS! KPOBOTOKA, TOOEIEHHS TOPKEHHOTO y4JacTKa.

Tarxoke ciiemyeT MOHHUMaTh, YTO TEPMHH "BOCTaneHHe" BKIIOYAET JII000€ BOCIAIUTENBLHOE 3a00JeBaHue,
HapyIIeHNEe WU COCTOSHNUE, KaK TAKOBOE, TF000€ COCTOSIHNE, C KOTOPBIM CBS3aH KOMIIOHEHT BOCTIAICHHUS, W/HIH
m000€ COCTOSIHUE, XapaKTepH3YIoIeecs BOCIAJICHUEM B KaU€CTBE CUMIITOMA, BKIIOYasi IOMUMO MPOYEro OCT-
poe, XpOHUYECKOE, SI3BEHHOE, Creu(ruieckoe, aulepruieckoe BOCTIaleHHe, HH(EKIINIO, BEI3BAHHYIO [TATOTeHa-
MH, IMMYHHBIC PEaKI[1H, BEI3BAHHBIC TOBBIIICHHOW YyBCTBUTEIBLHOCTHIO, TOMAJaHUEe HHOPOJHBIX T, (hu3nde-
CKO€ TIOBPEXIECHHE U HEKPOTHUYECKOE BOCIHAJICHUE W APYyrue (GOpMbI BOCIANICHUS, N3BECTHBIC CIICIIMAINCTAM B
JTAHHOW 00TacTH TeXHUKU. TakuM 00pa3oM, TEPMUH TaK)Ke BKJIFOYACT JUTSI 33]1a4 HACTOSIIECH MAaTeHTHON 3asBKH
BOCHAJIMTENLHYIO 00JIb, TEHEPAIM30BaHHYIO 00JIb W/WIH Kap.

CoequHEHHs COTTIACHO HACTOSIIEMY H300PETEHHIO MOKHO ITPUMEHST [UISl JICUCHHS apTPUTa, BKJIIOYAsi, HO
HE OIpaHWYMBAsCh UMH, PEBMATOMIHBIH apTPUT, OCTEOAPTPUT, TICOPHATHUECKUN apTPHUT, CENTUUECKUH apTPHT,
CTIIOHMIOAPTPOTIATHH, MOAATPUYECKUN apTPHUT, CUCTEMHYIO KPAacHYIO BOJYAHKY M IOHOIIECKHH apTpHT, KOJuIa-
reH-uHAynrpoBaHHbIi apTpuT (KMA) 1 aipyrue apTpuTHBIE COCTOSHUSI.

CoequHEHHsI COTIIACHO HACTOSAIIEMY M300pPETEHHIO MOXKHO NMPHUMEHATH Ul JICYCHHs PECIMPATOPHBIX Ha-
pyIIEHUH, BKIIIOYasi, HO He OTPAHUYNBASCH UMK, XPOHHIECKYIO OOCTPYKTUBHYIO OoJie3Hb jierkux (XOBJI), act-
MY, CIIa3Mbl OPOHXOB U Kalllelb.

Jlpyrue pecnupaTopHble HAapyIIEHWs BKIIOYAIOT, HO HE OTPAHMYMBAIOTCS WMH, OPOHXUT, OpOHXMOIIMT,
OpOHXO02KTa3, OCTPHIH Ha30(apUHTHUT, OCTPBIA U XPOHUIECKUH CHHYCHUT, TaiMOPUT, (HapUHTUT, TOH3UJUIHT, Jia-
PHMHTHUT, TPaXCHT, SIMUITIOTTHUT, KPYH, XPOHUIECKOE 3a00JIcBaHNE MUHIAINH U aJ€HOUIOB, TUIIEPTPOPHIO MHUH-
JIaJIMH 1 aJ€HOU/IOB, NMapaTOH3MWUIIPHBIN abcrecc, pUHAT, adcLiece WIH 3By B HOCY, THEBMOHUIO, BUPYCHYIO U
OaKkTepuaJbHYI0 THEBMOHHUIO, OPOHXOITHEBMOHHIO, T'PHIII, SK30T€HHBIA aJUIEPIHYEeCKUIl albBEOJIHT, THEBMOKO-
HHMO3 [IaXTEpOB, acOecTO3, MHEBMOKOHHO3, THEBMOHOIIATHIO, PECIIMPATOPHBIE COCTOSIHUS, BHI3BAaHHBIC XHMMUYE-
CKUMH TIapaMH, apaMu U APYTUMH BHEIIHUMH areHTaMu, SM(pH3eMy, IUNICBPUT, THEBMOTOPAKC, adcIece JIerKo-
IO M CPEJOCTEHUs, 3aCTOM M T'MIIOCTA3 JIETKUX, IIOCTBOCIIAIUTENbHBIN (HOPO3 JIETKNX, MHBIE aJIbBEOJISIPHBIC U
MapHeTOo-ajIbBEOJISIPHbIC ITHEBMOHONATHH, UINONATHIECKUH (HUOPO3UPYIOMIMH albBEOJINT, CHHIPOM XaMMeHa-
Puua, OPJIC, ocTpyto AbIXaTeabHYI0 HEJOCTATOYHOCTh U MEUACTHHUT.

CoequHEHHsI COTJIACHO HACTOAIIEMY M300PETCHHUIO TAKXKE MOXKHO NPHUMEHATH IS JIEUCHUs! OOJIEBBIX CO-
cTostHAA. BoJb MOKET MpeACcTaBIATh COO0H OCTPYIO MITH XpOHHYECKYIO 00b. Takum 00pa3oM, COSTUHEHHS CO-
TJIACHO HACTOSIIEMY M300pPETEHHIO MOKHO MPUMEHSTH JUIA JICUCHHMS, HAIIPUMEpP, BOCHAIUTEIbHON OomH, apT-
pUTHON 0O0JIM, HEBPOMATHYECKOW OO0JIH, MOCIeONepalnOHHON 00K, OO TOCIe XUPYPTUH, 00N BHYTPEHHUX
OpraHoB, 3yOHO! 00N, IPeMEHCTPYalbHOM 00JIH, IIEHTPaIbHOM 00JH, 60N TIPH pake, 60N, BEI3BAHHON 0KO-
raMy, MUTPEHH WIN KJIACTEPHBIX T'OJIOBHBIX OOJIEH, MOBPEXACHHUsS HEpBAa, HEBPUTA, HEBPAITHH, OTPaBIICHMS,
WIIEMHUYECKOTO MOBPEXJICHHS, UHTEPCTUIIHMAIBLHOTO IHCTUTA, BUPYCHOH, MapasuTapHOW min OaKkTepualbHOH
MH(EKINH, TTOCTTPaBMATHUECKOTO MOBPEKACHHS WM OOJIH, CBSI3aHHON C CHHIPOMOM pPa3pakKeHHOTO KHUIIey-
HHKA.

Kpome Toro, coeanHeHHs! COTTacHO HACTOSIIEMY H300PETEHHIO MOKHO MPUMEHSTh JUIsl JICUCHHUS HapyIle-
HUS KEIyAOYHO-KHIIEYHOTO TPAKTA, BKIIFOYAs, HO HE OTPAaHWIMBAsICh UMH, CHHIPOM Pa3IpakeHHOI0 KHUIIEYHHU-
Ka, BOCTIAJINTEIIbHYIO OOJIE€3Hb KUIIECYHNUKA, KOJHT, I3BEHHBII KOINT, ICUCHOYHBIC KOIUKU U IPYTUe HApYyIICHUS
xemuu, nmodeuynele koiuku, CPK ¢ mpeobnamanmem ngmapen u 00iib, CBSA3aHHYIO C B3AYTHEM XKEITyAOYHO-
KHUIIEYHOTO TPAKTA.

Kpome Toro, coeqHEHHsI COTTIACHO HACTOAIIEMY M300PETEHHIO MOXKHO NPHMEHSThH AT JICUCHUS paka U
60utn, CBSI3aHHOM C pakoM. YKa3aHHbBIE PaKOBbIC 3a00J€BaHMsI BKIIOYAIOT, HAIPUMED, MHOXKECTBEHHYIO MHEIIO-
My U 3a00JIeBaHUE KOCTH, CBS3aHHOE C MHO)KECTBEHHOI MUEIIOMOM, MEJTaHOMY, MEIYJII00JIacTOMY, OCTPBIN MHU-
estoreHHbIH seiiko3 (OMJI), IIOCKOKIIETOUHYIO KapIIMHOMY TOJIOBBI U IIEH, IIEYEHOYHOKIICTOUHYIO KaplIuHOMY,
pax KenyzaKa, KapIMHOMY MOY€BOTO ITy3bIpsI M PaK TOJCTON KHIIKH.

CoequHEHHs COTTIACHO HACTOSIIEMY M300pETEHHI0O MOYKHO TNPHMEHSTH s JiedeHus 3a0oJeBaHus, Hapy-
IICHWS, CHHIPOMAa HJIM COCTOSIHHMS, BEIOPAHHOTO M3 XPOHWYECKOH OOCTPYKTHUBHOHM OosiezHu serkux (XOBJI),
aCTMBI, Kanuisi, 00JIHM, BOCHATUTENEHON 00, XpOHIYECKO# 00H, ocTpoil 60N, apTpHTa, OCTEOapTPHUTa, pacce-
SHHOTO CKJIEP03a, PEBMATOMIHOTO apTPUTA, KOINTA, I3BEHHOTO KOJIUTA M BOCIAIUTEIHHON OOJIE3HN KHIIECTHHU-
Ka.
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JIroOble criocoObl JIeueHus!, OTIMCaHHbIE B HACTOSIIEM M300pETeHUH, BKIIIOYAIOT BBEACHUE d(P(HEKTUBHOTO
konmyectBa coequaenus ¢popmyisl (1), (1) wam (I11) mnu ero dapmaneBTHUECKH TPUEMIIEMO cOlM CyOBbeKTY (B
YaCTHOCTH YEIIOBEKY), HYKJAIOIEMYCS B 3TOM.

Hacrosmee n3zo0peTeHne IOMOIHUTEIHHO OTHOCUTCS K MPUMEHEHHUIO COCTUHEHHH, ONMCAHHBIX B HACTOS-
MeM H300peTeHUH, AJSI MOTY4EHHs JIEKapCTBEHHOTO CPEICTBa Ul JIEYeHHs 3a00JICBaHUM, ONMOCPENOBAHHBIX
RORyt.

CoeMHEeHHsT COTJIACHO HACTOSIIEMY U300pETEHHIO SBISIOTCS 3((HEKTUBHBIMU B OTHOIIICHHH TEPaTIeBTHYC-
CKOTO /WX MPOGHIAKTHIECKOTO JEUEHHsI BBIIICYKa3aHHBIX COCTOSHMH. ISl yIOMSIHYTOTO BBIIIE TEPAICBTHU-
YeCKOro MPUMEHEHHUS BBOIUMAs /1032 MOXKET OBITh Pa3IMYHOW B 3aBUCHMOCTH OT IPUMEHIEMOTO COCIHHCHHS,
crioco0a BBEJCHUS, TPeOyeMOro JICUCHNS U HapyIICHHS.

JlHeBHast TO3UPOBKA BBOJMMOTO COEAMHEHUSI COTJIACHO HACTOAIIEMY M300pPETEHHIO MOXKET HAXOJIUTHCS B
nuanasoHe ot npumMepHo 0,05 no npumepHo 100 Mr/xr.

OO0mue cnocodbl NOJy4eHUs!

CoenuHeHHMs1, ONTMCaHHbIE B HACTOSILEM M300peTeHNH, BKIIIOYasi coetnHenust obuiei popmysr (I1a), (Ib) u
(II), mpoMexyTOUHbIE COCTMHEHHS U KOHKPETHBIE COEANHEHUS, IPUBEACHHbIC B MPUMEpax, MOIydann crocoba-
MH CHHTE3a, TAKUMH KaK M300pakeHo Ha cxemax 1-14. Kpome Toro, ciemyer moHMMATh, YTO €CIM HA CIEAYIO-
MUX CXEMaX yKa3aHbl KOHKPETHbBIE KUCIIOTHI, OCHOBAHUSI, PEareHThl, areHThl COUETAHHS, PACTBOPUTENH H T.1., TO
MOXHO MIPUMEHATH U IPyTUe MOAXOSIINE KUCIOThI, OCHOBAHUS, PEAareHThl, areHThl COUETAHUS, PACTBOPUTEIN U
T.JI., KOTOpBIE BKIIOYEHBI B 00BEM HACTOSIIETr0 M300peTeHns. Moaudukanuy peaknMOHHBIX yCIOBHH, HAIpu-
Mep, TeMIepaTyphl, MPOAOJIKUTEIPHOCTH B3aMMOJCHCTBHS WIM MX KOMOHMHAIINM, pacCMaTpHBAIOT KaK YacTb
Hacrosiero n3ooperennsi. CoeAMHEHUs], MOTyYEHHbIE ¢ NPUMEHEHHEM OOIIMX PEaKIMOHHBIX MOCIIEI0BATEIb-
HOCTEH, MOTYT UIMETh HEIOCTATOYHYIO YUCTOTY. YKa3aHHbBIE COCMHEHNSI MOKHO OYHMIIATEH TPH MTOMOIIH JTIOOBIX
CIOCOOOB OYHCTKH OPTraHUYECKHX COCIMHEHUH, N3BECTHBIX CIICIIMAINCTAM B JJAHHON 00JIACTH TEXHHKH, HAIIPHU-
Mep, IyTeM KPUCTAUIM3aLUK WM XpoMaTorpaduu Ha KOJIOHKE C CHIIMKArejleM WM OKCHUAOM ajFOMUHHMS C IPHU-
MEHEHHEM Pa3JIMYHBIX PACTBOPHUTENECH C MOAXOAAIINMH OTHOIICHUAMH. Bce BO3MOXHBIE TeOMETpUYECKHE H30-
MEpPBI M CTEPEOU30MEPHI PACCMATPUBAIOT B paMKax 00beMa HaCTOAIIEr0 H300pETCHNUS.

Hcxonnble BemecTBa, MPUMEHSIEMbIE B HACTOAIIEM H300PETEHHH, SIBJISIOTCS KOMMEPUYECKH JOCTYIHBIMH
WM OBUTH MONy4YeHbI CIOCOOaMH, M3BECTHBIMU CIENMATNCTAaM B JAaHHOW OONAacTH TEXHUKH, WIHM crioco0amu,
ONMCAaHHBIMU B HACTOSIIEM H300peTeHUH. B 1enoM, mpoMexyTouHbIE COSIMHEHHS U COCJUHEHMS COTJIAaCHO Ha-
CTOSIIIIEMY M300pPETEHHIO MOKHO MOIY4aTh B COOTBETCTBUHM C IOCIEIYIOIINMH PEaKIMOHHBIME cXeMaMmu. B He-
KOTOPBIX CIIydastX KOHEUHBIH MPOAYKT MOXKHO JOMOJIHUTEIBHO MOIU(UIIPOBATH, HAIPUMED, ITyTEM N3MEHEHHA
3aMecTuTeNIed. YKa3aHHble U3MEHEHHSI MOTYT BKIIIOYaTh, HO HE OIPAaHWYMBAIOTCS MU, BOCCTAHOBJICHHE, OKHC-
JICHUE, aJKWIMPOBAaHKE, allMINPOBAHUE, THAPOJIN3 U OTIIEIUIEHUE 3aIUTHBIX TPYIII U T.J. crioco0aMHu, U3BECT-
HBIMH B 00JIaCTH OPraHMYECKOTO CHHTE3a.

Oo6mwmit moaxon st moiaydenus coenunennid popmyisr (Ia) u (Ib) (roe xomso A u konsmo B, L, Rl, RZ,
R’,R*, R°, R, 'n', 'm, 'p' 1 'q' TakMe, KaK ONpeaeIeHo B 00IIeM OIMCaHNH) H300pa’keH Ha cxeMe cuHTe3a 1.

Cxema cuHresa 1
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(Ib)

CoueTanne aMUHOBOTO coenuHeHus: popmyisl (1) ¢ kapOOHOBOH KUCIOTOMW (HopMyIbl (2) B IPUCYTCTBUU
MOAXOAIET0(MX) areHTa(oB) COYETAaHUS M OCHOBAaHHUS MPHUBOIUT K TMONydeHHUIo coemauHeHus (opmynsl (Ia).
TToaxonmsamuti(e) areHT(sI) coOUeTaHMsI, MPUMEHIEMBIH(€) B pEakiluu, MOXET(MOTYT) MPEACTABIATE COOOH 1-3THII-
3-(3-gumeTmnamunonpornwn)kapooguumun (EDCI), anrmapun nponmiudochonoBoit kuciotsl (TsP), N,N'-
murakiorexkcuikapooaummuy (DCC) unm rekcadropdocdar 3-okcuna 1-[ouc(mumeTmwiaMuno )meTnneH]-1H-
1,2,3-tpuazono[4,5-b|mupunuans (HATU). [Tonxoasmiee ocHOBaHUE, MPUMEHIEMOE B PEAKITUH, MOXKET IMPE]I-
ctaBnATh coboit Et;N, DIPEA, mupunun win DMAP. Peakuuio coueTaHusl MOKHO MPOBOJAUTH B ITOAXOISINEM
pacTBopuTene WIM B cMecH pacTBopureneil. Iloxxoasmmii pactBopurens MoxkeT ObITh BeIOpaH n3 CH,Cl,,
CHCL;, IM® u TI'® winm nx xoMOuHanuu. B kadecTBe ambTepHATHBHI COYETAHHE aMHHOBOTO COCIUHCHUS
dhopmynst (1) ¢ kapOOHOBOH KUCIOTOH (PopMyIEI (3) B IPUCYTCTBHU MOIXOAAIICTO(MX) areHTa(OB) COUCTAHUS U
MOJIXOISAIICTO OCHOBAHUS MPUBOJUT K MOJNYYCHHUIO aMHIa COeAUHEHUs (hopMyIsl (4). BoccTaHOBIEHHE KETOHO-
BOH TPYIITBI B COEAMHEHUU HOPMYITHI (4) ¢ IPUMEHEHHUEM TIOXOISINET0 BOCCTAHOBUTENS B IOAXOMSIIEM pac-
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TBOPUTEJIC TPUBOJTUT K TOJYYCHUIO COOTBETCTBYIOIIECTO parieMaTa THAPOKCHICOACPIKAIIECTO COCTUHEHUS (Bop-
mynsl (Ib). Tlogxoasamuii BOCCTAHOBUTEb, TPUMCHSICMBIH B PEaKIIUH, MOXKET MPEICTABIATh CO00M OOPTHUIPHT
HATPHUS, U TIOIXOSIINNA PACTBOPUTEIH MOXKET MPEACTABIATE co000i MeTanou miu TI'® nin nx KoMOWHAITHUIO.
O6IHii MOXXO VTS MONyHeHHs coeanHeHuii obmeit gopmyist (IT) (rae koo A, komsio B, L, R?, RY,
R4, R’, ', 'm, 'q' u 'p' TakWe, KaK OINpeaeNieHo B OOIIeM ONHCAHWH, U R® npeacTaBisieT cooor C;_galIKuiT) U30-
OpakeH Ha CXeMe CHHTe3a 2.
Cxema cuHTE3a 2

(R%. FUF
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<R“
)

\A

@
E_@_N He areHT coyeTaHus

R“)p OCHOBaHue,

“/\O\tF
6
pacTBopuTenb (Il OR

CoueTanne aMUHOBOTO coenuHeHus: popmyisl (1) ¢ kapOoHOBOH KUCIOTOMW (HopmyIbl (5) B IPUCYTCTBUU
MOXOAsANIero(ux) areHTa(0B) COYCTAHUS M OCHOBAaHUS TPUBOIUT K TONYyYCHUIO coemauHeHUs (Gopmynsl (II).
IMoxxoasmuii areHT covYeTaHusl, MPUMEHSIEMBIN B PEaKIIH, MOXKET MPEICTAaBIATh CO00M aHruApUI mpommidhoc-
tdonoroit kucnotel (T;P) mwmu HATU. [onxoasmiee mpuMeHseMOe OCHOBaHHE MOXeT mpenactaBisTe DIPEA,
mupuanH win DMAP. Peakiuro coyeTaHusl MOXHO TPOBOJUTH B MOJXOASAIIEM PACTBOPUTEIIC WIM B CMECH pac-
tBOpuUTenci. [logxomsammuii pacTBoputeb MoxeT ObITh BhIOpan u3 CHCl;, JIM®, CH,Cl, u TT'® wimn ux kom-
OWHAIHH.

O6wwuii MOIX0/ AIs TOTydeHns coexuueHust Gopmyisi (1a) (rae kombmo B, R%, R?, R*'m', 'n' u 'p' Taxwue,
KaK OIPEICIICHO B OOIIEM OIMCAHHH, H TI000i-bie) oxuu mwin mea u3 X', X2, X° u X* npencrasmser(rot) coGoit
N, 1 apyrue npeactaBisioT cooort CH) m3o0pakeH Ha cxeMe CuHTe3a 3.

Cxema cuHTe3a 3
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(1a)

B3anMopeiicTBre MOIXOAAIIETO 3aMEIICHHOTO JHUTaIOTSHCOACPKAIIET0 COSqUHEHUs GopMysl (6) (Tae
Hal mpencraBisieT coboii rajgoreH) ¢ 3aMenieHHON 00poHOBOH KuciIoTol Gopmyssl (7) ¢ TpUMEHEHHEM Tallja-
JIUEBOTO KaTalu3aTopa B MPHCYTCTBUHU TOAXOJSIIEI0 OCHOBAHUS B TOAXOIAIIEM PACTBOPUTENE NMPHBOIHUT K
nosrydeHuto coeauaenuss Gopmynsl (8). Ilomxozsiiee ocHOBaHNE, IPUMEHSIEMOE B PEAKIMH, MOXKET MPEICTaB-
JSTH CO0OM KapOOHAT HATpHs, KapOOHAT Kaimus WM KapOoHat nesws. [loaxomsmuii pacTBOPUTENb, IPUMEHSIC-
MBI B peakIiuu, MOXeT ObITh He3aBucuMo BeiOpad u3 TI'®, IMCO, Bonst u CH,Cl, ninn ux komOuHammu. B3a-
UMOJIEHCTBUE coenuHeHUsT (HopMyIbl (8) ¢ MOIXOIAIINM 3aMEIICHHBIM CIIOKHBIM MTHHAKOJIOBBIM 3(upom 4-
AMUHO(PCHIIOOPOHOBOM KHCIOTHI (popMyisl (9) ¢ IpUMEHEHHEM TNaJUTANEBOTO KaTalu3aTopa B MPUCYTCTBHU
MOJXOIAIIECTO OCHOBAHMS MPHUBOINT K IOJNYYCHHUIO 3aMCEIICHHOTO aHWJIMHOBOTO COeAMHEHHS (Qopmyinsl (la).
IMoxxopsiee oCHOBaHKE, IPUMEHSICMOE B PEAKIIUU, MOKET MpPEeAcTaBisITh coboit Na,COs, K,CO;, DIPEA, mu-
punuH win DMAP. B3aumopaeiicTBie MOKHO MPOBOAUTD B MOAXOAIIEM PACTBOPUTENE UM B CMECU PACTBOPHU-
tenel. [logxoasamuil pacTBOPUTETh MOKET OBITh BeIOpaH u3 1,4-quokcana, IMCO, Boubl, IM® u TT'® win ux
KOMOHHAIIHH.

Jlpyroii moaxox 1t momydenns coexurenmst Gopmyisi (1a) (rae kombuo B, R% R, R, 'm', 'n' u 'p' Takue,
KaK OIPEICIICHO B OOIIEM OIMCAHHH, ¥ T00oi(bie) oxuu mwin mea u3 X', X2, X° u X* npexcrasmser(rot) coGoit
N, 1 apyrue npeactaBisioT cooort CH) m3o0paken Ha cxeme cuHTe3a 4.

Cxema cunresa 4
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®) (12) (1a)
B3anMopeiicTBre MOIXOAAIIECTO 3aMEIICHHOTO JUTaIOTCHCOACPIKAIIET0 COSqUHEHUS QopMysl (6) (Tae
Hal mpencraBnser co0oif TaloreH) ¢ MOAXOIAIIAM 3aMCIICHHBIM CIIOKHBIM THHAKOJOBBIM 3dupom 4-
HUTPO(PEeHUIO0POHOBOH KHCIOTHI (hopMyibl (10) ¢ MpUMEHEHUEM MAIIATUCBOTO KaTalu3aTopa B MPUCYTCTBHU
MOIXOJISAIIETO OCHOBAHUS B MOIXOMSAIIEM PACTBOPHUTENE PUBOJUT K MOJYICHHIO coeauHeHus Gpopmyisl (11).

[Moxxomsmiee ocHOBaHHUE, MPUMEHAEMOE B PEAKIMH, MOXET TPEICTABIATh CO00 KapOOHAT HATpHs, KapOOHAT

®Rn R?),
3 2.X. e "
BOCCTAHOBUTENb (R™)m~3E2"

pacTsopuTens
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Kayusi WM KapOoHat nesust. PactBoputens MoxxeT ObITh BbIOpan u3 JJMCO, AIM®, Boxs! min ux cMmecu. B3an-
MOJICHCTBHE HHUTpOCOAEpKaIiero coeanHenust popmynsl (11) ¢ 3amenieHHoit OOpOHOBOH KHCIOTOH (opMyItbl
(7) ¢ npuMeHeHNneM MaJUIAANEBOTO KaTaTN3aTopa B MPUCYTCTBUU MOIXOAAIIETO OCHOBAHUS B MOJXO/IAIIEM pac-
TBOpHTEJIE MMPUBOJUT K TOITydeHHIO coeanaenns ¢popmyisl (12). [Togxonasiiee ocHOBaHKE, IPUMEHIEMOE B pe-
aKIMM, MOXKET TPEACTaBIAThL co00W KapOoHAT HaTpus. [logxomsimui pacTBOPHTEIh MOXET OBITH BHIOpaH W3
JAMCO, Bompl, IM® u TI'® nnm nx komOnHaIMK. B kadecTBe ambTepHATHUBHI B3aWMOJICHCTBUE 3aMEIICHHOTO
JUTANIOTEHCOIepIKalIero coeauHeHnst Gopmyssl (6) ¢ 3amenIeHHo 60poHOBOH KucioTo hopmydsl (7) ¢ mpu-
MEHCHHEM IaJUIaNEBOT0 KaTajan3aTopa B IPUCYTCTBHH MOIXOAAIICTO OCHOBAHHA B ITOIXOSIIEM PACTBOPUTEIIE
NPUBOAMT K IIOJYYEHHUIO COelMHEeHUs obuiel Gopmyisl (8), N3 KOTOPOro NMpH B3aUMOAEHCTBUH CO CIIOKHBIM
MHAKOJIOBBIM 3(upoM 4-HUTpOohEeHUITIO0POHOBOM KHCIoTHl (hopmyitsl (10) ¢ mprMeHEHHEM MaiIaaueBoro Ka-
TalM3aTopa B NMPHUCYTCTBUHU MOJXOJSIIECTO OCHOBAHUS B IOJIXOJSILIEM PAacTBOPHUTENE 0Opa3yercsi COeAMHEHHE
¢dopmyasl (12) B Tex ke peakMOHHBIX YCIOBHSX, YTO YKa3aHBI BhIlIE. BoccTaHOBIIEHHE HUTPOTPYIIIIEI B COEIHN-
HeHuH (opmyisl (12) ¢ mpuMeHEeHHEM MTOPOIIIKa JKele3a B IIPUCYTCTBUU BOJHON YKCYCHON KHCJIOTBI MIIM XJIOpH-
Jla aMMOHMS MPHUBOJUT K TIOJIyYCHHIO COOTBETCTBYIOILETO aMHUHOBOTO coenuHeHust popmyssl (la). PactBopu-
TeJb, MPUMEHIEMBIN B PEAKITHH, MOKET OBITh BRIOpaH u3 3TaHoisa, Bomsl, IM®, IMCO win ux cMecHu.

O6wuii ToaX0/1 s monydeHmst coeaunenns dhopmyist (1b) (rxe R%, R, RY, 'm', 'n' u 'p' Takue, kak ompe-
JeneHo B obmeM omucannu, 1 X npexactasisier co6oii C, N win O) n300pakeH Ha CXeMe CHHTE3a 5.

Cxema cuHTe3a 5
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B3anMoeiicTBre MOAXOMASIIETO 3aMEIICHHOTO JAUTaIOTCHCOACPIKAIIEro coequHeHus hopMynbl (6a) (Tae
Hal npencraBiseT co0oii TajJoreH) ¢ TeTepOATUIMKINISCKAM coennHeHHeM (Gopmyisl (13) B mpuCcyTCTBHU OC-
HOBaHUS B MOJIXOMAAIICM PACTBOPUTENC MPHUBOAUT K MONydeHHI0 coeauHeHus Gopmynsr (14). TToaxomsmee oc-
HOBaHHE, MPUMEHIEMOE B PEAKIINH, MOXKET MPEACTaBIATh CO00H KapOOHAT Kajus, KapOOHAT HATPUS UIH (PTO-
pun mesus. B3amMopeficTBHE MOXHO MPOBOIUTH B MOIXOMISIIEM PAacTBOPHUTENE WIM B CMECH PacTBOPUTEICH.
TMoaxomsamuii pactBoputens MoxkeT ObITh BbiOpaH u3 CH,Cl,, CHCl;, IM® u TT'® wnn ux xomOuHaiuu. 13
coenuHeHUsT GopmyInl (14) pu B3aMMOJEHCTBUH € TIOIXOAIINM 3aMEIIEHHBIM CIIOKHBIM ITMHAKOIOBBIM 3(H-
poM 4-aMUHO(PEHIITIOOPOHOBOH KHCIOTHI (hopMyIbl (9) ¢ IpUMEHEHHEM MAJUIaUEBOTO KaTaau3aTopa B IPUCYT-
CTBUH TIOJIXOJIAIIETO0 OCHOBAHUS 00pa3yeTcsi aHWIHHOBOe coequaerne Gpopmynsl (1b). [Togxomasimee ocHoBaHuE,
NPUMEHIEMOE B PEaKI[UK, MOKET MPEICTABIATh COOOH KapOOHAT Kayws, KapOOHAT HATPHS, TPUITHIAMUH WA
DIPEA. B3auMopelicTBIEe MOXKHO MPOBOJUTE B MOAXOMAAIIEM PAacCTBOPUTENE UM B cMecH pacTBoputeneil. Iloa-
XOJISIIUE PacTBOPUTENH MOXKeT ObITh BrIOpaH u3 CH,Cly, CHCl;, IM®, aneronutpuna win TT'® wim ux kom-
OMHAIHH.

O6umit moxox 1uist momyuenus coemunenns Gopmyssl (1¢) (rae R%, R, RY, 'n' u 'p' Takue, xak ompenerne-
HO B 00IIIEM OMUCAHUU) N300pakeH Ha CXeMe CHHTEe3a 6.

Cxema cuHTe3a 6
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KonneHcanus moaxomsmero 3aMeIeHHoro anetoGeHoHoBoro coeuaeHus Gpopmyis (15) ¢ mpon3BoaHEIM
runpasuna (16) B MoIXoAdIIeM pacTBOPHUTEINIE MPUBOINT K MOTYYCHUIO CBSI3aHHOTO C TTHPA30JIOM 3aMCIICHHOTO
(dhenunoBoro coenuHeHus Gopmynsl (17). BzamMozeiicTBre MOKHO MPOBOIUTH B MOIXOISIIEM PacTBOPHUTEIES
WK B cMecH pacTBoputeneld. [Toaxonsmuii pacTBOPUTENh MOXeT ObITh BbIOpaH u3 3tanona, CH,Cl,, CHCI;,
JAM® u TT'® wim ux komOuHammu. CeJeKTUBHOE OpoMUpoBaHue coequHeHus Gopmynsl (17) ¢ mpuMeHeHHEM
N-6pomcykrmaumuaa (NBS) B moaxonsmem pactBopurene, TakoM kak JIM® wim TI'®D, npuBoauT K momyde-
HUIO coenuHeHus Gopmynsl (18). Baaumonetictue coenmuuenus Gopmynsl (18) ¢ moaxomamuM 3aMeIeHHBIM
CJIOHBIM TTUHAKOJIOBBIM 3PUPOM 4-HUTPOPEHMIOOPOHOBOH KUCIOTH popMyiibl (10) B IPUCYTCTBUM TTOIXOIS-
IIETO OCHOBAHWS M PACTBOPHUTENS M TOCICAYIONIEe BOCCTAHOBICHHE HUTPOTPYIIBI C MPUMEHCHHEM ITOPOIITKA
JKele3a B MPUCYTCTBUU BOJHOW YKCYCHOM KUCIIOTHI WU XJIOPHIA aMMOHUS TIPUBOJIAT K ITOJTYYCHUIO COOTBETCT-
BYIOIIIETO aMHUHOBOTO coenuHeHus Gopmynsl (1c). Iloaxonsiiee ocHOBaHUE, MPUMEHICMOE B PEAKI[H COYCTA-
HUS, MOXET MpeacTaBisaTh coboit Na,CO;, Et;N, DIPEA, mupuana wim DMAP. Tlogxonsamuii pacTBOpUTETH
MOKeT OBITh BEIOpaH u3 3Tanona, JIMCO, Bomasr, CH,Cly, IM® u TT'® uinmu ux KOMOWHAIUH.

O6umit moxox aist momyuenus coemuuenns Gopmyss (1d) (rme R% R, 'n' u 'p' Takme, kak onpeeneHo B
o6uiem onucanuu, u R’ npeacraBisieT coboi C;_gamkui mwin ranored-C galknia) u300paxeH Ha cXeMe CHHTE3a
7.
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CxeMma cuHTe3a 7
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B3anmonelicTBre TIOIXOASAIIETO 3aMEIIEHHOT0 aneToGpeHOHOBOTO coeauHenus Gopmynsl (15) co ciox-
HBIM 3THJIOBEIM 3QupoM Gopmyiisl (19) B IPUCYTCTBUU OCHOBAHHS B MOIXOISIIEM PACTBOPHUTENE TMIPUBOIUT K
nosrydeHuto coequHerust popmynsl (20). [Toaxomsinee ocHOBaHUE, TPUMEHIEMOE B PEAKITHH, MOXKET MPEICTaB-
JATH co00i ruApua HaTpuUs, MeTOKCH HAaTpus (25% B Metanone), DIPEA wimn mupuann. [logxonsmmii pactBo-
pUTENb MOXET OBITh BBIOpaH M3 METHWI-TpeT-0yTrinoBoro 3¢upa, CHCl;, IM® u TI'® unu ux KOMOWMHAIIHH.
BsaumopetictBue coequHeHUs GopMyIbl (20) ¢ TOAXOIAIINM 3aMEIICHHBIM (PCHUITHAPA3UHOBBIM COCIMHCHUCM
dhopmynsl (21) B MOIXOASAIIEM PACTBOPUTEIIC MPUBOIUT K MOJYYCHUIO CBI3aHHOTO C MHPA30JIOM 3aMEIICHHOTO
(enmmoBoro coenmuHeHus Gopmyisl (22). [logxoasmuil pacTBOPUTEN> MOKET OBITH BRIOpAH U3 3TaHONA, 2,2,2-
tpudTopastaHona, JM® n TT'® nnmm nx komOuHanuu. BoccTaHOBIEHHE HUTPOTPYIIIBI B COEANHEHUH (POPMYITBI
(22) ¢ mpuMeHeHHEM TIOPOIIIKA JKeie3a B MPUCYTCTBUU BOJHOW YKCYCHOM KHMCIIOTBI WJIH XJIOPUIa aMMOHHUS TIPH-
BOJUT K TOJYYCHUIO COOTBETCTBYIOIETO aMUHOBOTO coeauwHeHHs (Gopmynsl (1d). BzaumopelicTBHe MOXKHO
MIPOBONTD B TOJIXOSIIEM pacTBOpUTEINE, BEIOpaHHOM m3 3TaHona, Boasl, CH,Cl,, CHCl;, IM® u TT'® nnm ux
KOMOHWHAIIVH.

[Moaxon mns monmydenust coenuueHust popmynsr (1e) (rme Rz, R3, R4, R R’, X, 'm!, 'n', 'p' u 't' Takue, KaK
OTIpEJICJICHO B O0IIIeM OTIMCAaHNN) H300pakeH Ha cXeMe CHHTe3a 8.

Cxema cunTe3a 8
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(24) (1e)

B3anMoeiicTBre MOAXOMASIIETO 3aMEIICHHOTO JAUTaIOTCHCOACPIKAIIETO CoequHeHUs GhopMynbl (6a) (Tae
Hal mpencraBnser co0oif TajloreH) ¢ MOAXOMAIIAM 3aMCIICHHBIM CIIOKHBIM THHAKOJOBBIM 3dupom 4-
HUTPO(PEHUIOOPOHOBOH KHCIOTHI (hopMyibl (10) ¢ MpUMEHEHUEM MAIIATUCBOTO KaTalHu3aTopa B MPUCYTCTBHU
MOJIXOISAIIETO OCHOBAHUS B MOJIXOMASAIICM PACTBOPHUTENIC MPUBOIUT K MOJIYYCHUIO coenuHeHus GopMmydsl (11a).
IMoxxopsiee OCHOBaHUE, MPUMEHSACMOE B PEAKIMH, MOXKET MPEICTABIATh COOOH KapOOHAT HATpUs, KapOOHAT
KaJusi Win KapOoHat nesust. PactBoputens MoxeT ObITh BeIOpan u3 JJMCO, IM®, Boabl uiau UX cMecH. 3aMe-
IeHHUe TajoreHuaa B coenuueHun Gopmyisl (11a) Ha coenuaenne Gopmydsl (23) ¢ MpUMEHEHUEM TIOIXOISIIIe-
TO0 OCHOBAaHHS B PAaCTBOPHUTEINIC IPUBOJUT K TOITYUEHHIO coequHeHust Gopmynsl (24). [Toaxomsmiee ocHOBaHME,
MIPUMEHSIEMOE B PEaKIIM1, MOKET MPEICTaBIATh COOOM KapOOHAT HATPHS, KapOOHAT KayHs, KapOOHAT IE3Hs WIIH
¢dbropun nesns. [logxoasmui pacTBOPUTENH MOXKET OBbITh BBIOpaH u3 JIMCO, Boasl, IM® u TI'® wmu ux KoM-
Ounaru. B xauecTBe anbTEpHATHBHI PEAKINS 3aMEIICHUS MTOIXOASIIET0 3aMEIIEHHOTO AUTaIOTeHITNPA3HHOBO-
ro coemuHeHMsI GOpMYIIHI (6a) ¢ coenuHeHreM GopMysl (23) ¢ IPUMEHEHHUEM MTOIXOSAIIETO OCHOBAHUS B pac-
TBOPUTEIIC MPUBOIUT K MOTYUYCHUIO COSAMHEHUS (PopMyIbl (25), U3 KOTOPOTO IyTeM B3aUMOJICHCTBHUSA C COOT-
BETCTBYIOIIAM 3aMEUICHHBIM CIIOKHBIM IMHHAKOJIOBEIM 3(PUPOM 4-HUTPOGHECHUIOOPOHOBOH KUCIOTHI (HOPMYIIBI
(10) ¢ mpuMeHeHHEM MALTAUCBOTO KAaTaau3aTopa B MPUCYTCTBHH MOJXOMAIIETO OCHOBAHHS B TOIXOJSIIEM
pacTBopuTelie 00pa3yercsi coeuHeHHE GOPMYIEI (24) B TeX e PCAKIIMOHHBIX YCJIOBHUSX, YTO OIMCAHBI BHIIIE.
BoccTaHoBIeHIE HUTPOTPYNITEL B coeAMHEHIH (HOpMYIBI (24) ¢ IPUMEHEHUEM TTOPOIIIKA XKele3a B IPUCYTCTBHH
BOJIHOW YKCYCHOH KHCJOTHI U XJIOpUJIa aMMOHHS TPUBOJUT K MOJYYCHUIO COOTBETCTBYIOIIETO aMHHOBOIO
coenuHeHUs GopMytel (1e).

PactBopuTeh, MIPUMEHIEMBIH B PEAKIINH, MOXKET OBITh BBIOpaH M3 3TaHona, Boabl, JIM®, JIMCO win ux
CMECH.

Jlpyroit moaxox st monydenmst coequuenns opmyist (le) (rme R% R, RY, RY, RY, X, 'm', 'n", 'p' u 't' Ta-
KHe, KaK ONpeJIeIeHO B 00IIeM ONMMCaHNH) N300pakeH Ha cXxeMe CUHTe3a 9.
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CxeMma cuHTe3a 9

2
Rz)n Rz)n \ 30 CH, R)ER In
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pacTeopuTens OCHOBaHue, (R“)/ NH,
(6a) (25) pacTBopuTens b (1e)

Peaknus 3ameneHus MOAXOSIIETO 3aMEIICHHOTO JUTaIOTEHCOACPIKAIIECr0 COeTUHEeHUS (opMmyinl (6a)
(rme Hal mpexacraBnsier coboii ranoreH) ¢ coexuHeHneM Gopmyinsl (23) ¢ npuMeHeHHEM HOAXOASAIIEr0 OCHOBA-
HUS ¥ PACTBOPUTEIIS MIPUBOAUT K MONy4YeHHIO coenuHeHus hopmynsl (25). [Togxonsiiee oCHOBaHHE, IPUMCHSIC-
MO€ B PEaKIMH, MOXKET MPEICTABIATh CO00M KapOOHAT HATpPHs, KapOOHAT Kaius, KapOOHAT e3Us WiH (QTOPHI
nesus. [logxonsamuii pactBoputens MoxeT ObITh BeIOpaH u3 JJIMCO, Boasl, IM® u TT'® wmu ux KoOMOWHAIIHH.
BzanmonetictBue coemuHeHUS GOPMYIBI (25) ¢ MOAXOAAIINM 3aMEIIEHHBIM CJIOKHBIM TTHHAKOJIOBBIM d(UPOM 4-
aMUHO(EHIITOOPOHOBOM KUCIOTHI GopMyIibl (9) ¢ IPUMEHEHHEM MaUIaJueBOro KaTajiu3aTopa B MPUCYTCTBUU
OCHOBaHHUS W TOIXOJAIIETO PACTBOPUTENS MPUBOANT K TOTYUCHHUIO aHWJIMHOBOTO coeanHeHus Gopmyns (1e).
TToaxonsimee ocHOBaHUE, MPUMEHSIEMOE B PEAKITIH, MOXKET MPEACTaBIATE co00i Na,CO;, K,CO;3 nmm xapboHat
ne3us. BzamMozeicTBre MOXKHO TMPOBOJUTH B pacTBOpHTENE, BhIOpaHHOM U3 1,4-muokcana, JIMCO, BOmbI,
JAM® u TT'®D mimu ux KOMOMHAIUH.

[omxox mns momydyenus coenuneHus Gpopmydsl (1f) (tae R%L R’ RY, RY, R, X, 'm, n', 'p' u 't' Takue, Kak
ompeneieHo B o01ieM omucanuu, U R” npencrapnsaeT coboii C_gamkui) u3o0paxeH Ha cxeme cuHTe3a 10.

Cxema cunTtesa 10
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(1f)

Peakmust 3amerieHusi OIXOSAIIETO0 3aMEIICHHOTO JTUTajJoTeHCOepKaiero coequHeHus: GopMyInl (6a)
(rme Hal mpencrasmisier co0oii ranoren) ¢ coenuaeHueM Gopmydsl (26) ¢ MpUMEHEHHEM TIOIXOSAIIET0 OCHOBA-
HUS 1 PACTBOPUTEIIS MPUBOJIUT K MONYUYSHUIO coequHeHus hopmyisl (27). [Togxonasiiee ocHOBaHUE, TIPUMEHsIES-
MOE€ B PEaKIMU, MOXKET MPECTABIITh COO0M KapOOHAT HATpHs, KapOoHAT Kayus, KapOoHAT 1e3us uiu GTopun
nesus. [Togxomsmuii pacTBOpUTENs MOXeT ObITh BeIOpaH u3 JIMCO, Bonsl, JIM® u TT'® wnn nx KOMOWHAIIHH.
N-aJIKHIHPOBaHHE AMUHOBOTO TIPOM3BOAHOTO GopMyIs (27) ¢ COOTBETCTRYOMMM ankuiranorernaoM (R*-X) B
MPUCYTCTBUH MOAXOAAILIETO OCHOBAHMS, TAKOTO KaK TMAPHUA HATPHsl, U pacTBOpUTels, Takoro kak TI'd, JMd
win 1,4-THOKCaH, IPUBOIUT K MOMyUYCHHIO coeauHeHus Gopmynsl (28). Peakuus coderanus coenuneHus Gop-
MyJBI (28) ¢ TOIXOIAIIAM 3aMEIICHHBIM CJIOXHBIM ITHHAKOJIOBBIM 3(UPOM 4-aMHHO(PCHUIOOPOHOBON KHCIOTHI
dhopmynsl (9) ¢ IpUMEHEHUEM MAJUIAIUEBOTO KaTaJIH3aTopa B MPUCYTCTBUU OCHOBAaHUS U TOAXOISIICTO PACTBO-
pUTENS TMPUBOIUT K TOJYYEHHUIO aHWJIMHOBOTO coenuHeHuss Gopmynsl (1f). [Tomxonsmiee ocHOBaHUE, MPUMe-
HSEMOE B pPEaKIMH, MOXKET MpeICcTaBiIsaTh co0oit Na,COs, K,CO;5 ninn kapboHar me3us. BzanmoaelicTBre MOKHO
MIPOBOWTE B pacCTBOpUTEIE, BRIOpaHHOM U3 1,4-nmuokcana, JIMCO, Bonbl, IM® u TT'® wim nx KOMOWHAITHH.

O6wwuii moax0 1 st monydeHus coenurenus Gopmyist (2) (rae R', R® u 'q' Takue, kak ompeneneHo B 06-
IeM OTTMCAaHWK) N300pakeH Ha cxeme cuHTe3a 1 1.

Cxema cunresa 11
5y
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B3anmopeiicTBue MOIXONAIIETO 3aMEIICHHOTO (DEHMUIIKETOHOBOrO coeanHenust Qopmynsl (29) (roe Hal
MpPEeJICTAaBIsIET COOOW TaJlOreH) ¢ 3TaH-1,2-TUTHOJIOM B MPUCYTCTBHU MOIXOMANICH KHCIOTH JIblorca B TOAXO-
JUIIIEM PacTBOPUTENIE NPUBOANT K MOIYYSHHIO THoaleTaneBoro coexunenus Gpopmynsl (30). INoaxomsmas ku-
cinota Jlprorca, IpUMEHseMasi B PEaKIUH, MOKET MPEICTABIATh CO00H nuaTmmddupar tpudropuna 6opa, u moa-
XOJISIIUE pacTBOPHUTENb MOXKET ObITh BbIOpaH u3 CH,Cly, CHCl;, IM® u TI'®. U3 coequnenus dpopmyssl (30)
Mpu B3auMojeicTBun ¢ komruiekcom HF-nmupuann B npucytcTBun N-HOACYKIMHUMEUAA B TIOJIXOSIIEM PacTBO-
putene obpasyetcs audTopconepxkaiiee coeauHerrne Gopmyisl (31). [Toaxomsmiee ocHOBaHUE, TPUMEHIEMOE B
peaKImy, MOKET TPENCTAaBIATh cO00i MupHAWH. 3aMeIlleHne TajJOr€HOBON TPYHIBI B COCTUHEHHH (POPMYIIBI
(31) Tper-OyTmiameTaToM B MPUCYTCTBHUU MAJIAIUEBOTO KaTAIM3aTOpa M MOIXOSAIIET0 OCHOBAHHUS B TTOIXOIS-
II[eM PAacTBOPHTENIEC TPHUBOANT K MOJYICHUIO CIIOKHOAPUPHOTO coenuueHust hopmynsl (32). IMomxoasimiee ocHO-
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BaHHME MOJKET INPEJCTABISATh COOOH AMIMKIOTEKCHIAMHH JIUTHS, U TOJXOJSIINA pacTBOPUTENb MOXET Ipel-
CTaBJIATH c000i1 Tosryou. M3 coeanHenus ¢popmyisl (32) npu ynajleHHH 3alIMTHBIX TPYII C IPUMEHEHUEM TPH-
(TOpYKCYCHOH KHCIIOTBI B MOAXOJAIIEM pacTBopuTesie oOpasyercs coemuHeHue Gopmynsl (2). TToaxomsmuit
pacTBopuTeNh MOXeT ObITh BoIOpad u3 CH,Cl,, CHCl;, IM® u TT'®.
O6wmuit moaxo 1 st monydeHus coenurenus Gopmyist (3) (rae R°, R u 'q' Takue, Kak ompeaeneHo B 06-
eM OTTMCAHWK) U300pakeH Ha cXxeMme cuHTe3a 12.
Cxema cunTe3a 12
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KonaeHcanus moaxoasiei 3aMeneHHONH (HEHUITYKCYCHOW KUCITOTHI d)opMynLI (33) (rne Hal mpencraBnsier
co6oii ranoren) ¢ aTmnopom(audTop)anerarom (34) B MPUCYTCTBUU TIOPOIITKA MEAM B IMOAXOMSAIIEM PAaCTBOPH-
TeJie TMPUBOANT K IMOJYUYCHUIO AU(TOPCOACPKAIIETO CIOKHOIPUPHOTO coemuHeHus dpopmyisl (35). Tloaxoms-
WA pacTBOPUTEINb, IPUMEHIEMBINA B YKa3aHHOHN peaKIiy, MOXKET MpeacTaBisaTh codoit JIMCO umu JIM®. Bae-
JICHHE 3alIUTHBIX TPYI B KapOOHOBYIO KHCIOTY (35) ¢ mpUMEHEHHEM TPeT-OyTHIIOpOMHUIA B TIPUCYTCTBHHU Kap-
OoHarta cepeOpa B Ka4eCTBE OCHOBAHUS M ¢ MPUMCHCHHEM MOIXOISIICTO PACTBOPUTEIS IPUBOIUT K TOTYICHUIO
coenuaeHUs popmynsl (36). [logxomsmuii pacTBOpUTENs MOXKET mpencTaBisaTh coboit CH,Cly,, TT® mnmm ux
cMech. CeNeKTHBHBIA THAPOIH3 TPYIIIBI CI0KHOTO 3TWIOBOro 3dupa B coenuueHnu Gopmyisl (36) ¢ mpuMeHe-
HUEM MOHOTHJIpaTa TUAPOKCHA JUTHUS B TIOJIXOANIEM PACTBOPHUTEINE MPUBOJHUT K IMOIYYCHHIO KHCIOTHOTO CO-
enuneHus Gopmyisl (37). [Mogxoasumii pacTBOPUTENH MOXKET TpeAcTaBisTh coboit TT'®, CH;0H, Boay i ux
cMech. B3anmonetictBue coeauHeHus (37) ¢ XJIOPaHTHAPHUIOM IIABENIEBON KUCIOTHI MPUBOAMUT K TIOTYUSHHUIO
COOTBETCTBYIONIETO XJIOPAHTHIApHIA, U3 KOTOPOIO TpPH B3aWMojeiicTBuum ¢ ruapoxiopuaom N,O-
JUMETHITHAPOKCHIIAMIUHA B TIPICYTCTBUH OCHOBAHMA B MOIXOMAAIIEM pacTBOpHTENE oOpasyercs amua Baitape-
6a ¢opmymsr (38). [logxoasimuii pacTBopuTenh MOXKET TpenacTaBiath coboit CH,Cl, wm TT'®. B3anmoneiict-
BHE 10 peakiuu [ 'punbsipa coequHeHns Gopmymsl (38) ¢ MOAXOIANINM TaJOTSHUIOM aJTKWIMArHus (HopMyIbl
RngX B ITOJXOJIAIIEM pacTBOpHTEle, TakoM Kak TI'®D, mpuBOAMT K MOTYyYEHUIO AUPTOPKETOHOBOTO COEHHE-
Hus hopmyts (39). ['maponus caoxxHOIpUPHOH Ipynbl B coenuHeHnH (39) ¢ mpuMeHeHHeM TPU(TOPYKCYCHOH
KHCJIOTHI B TIOAXOJISIIEM PACTBOPUTENIC MPUBOIUT K IOIYUCHUIO KUCIOTH popmyis (3). [logxoasmuii pacTBo-
putens MoxkeT ObTh BBIOpaH w3 CH,Cly, CHCl;, IM® u TT'® wnu ux KOMOHHAITUH.

OO0mit moaXon I MONydeHUs coeauHeHus hopmydsl (5) (roe R’u 'q' Takme, KaK OMpPEJICIICHO B 00IIeM
omucaunny, u R° npencrapisiet coboii C_galKuT) H300paXkeH Ha cXxeMe cuHTe3a 13.

Cxema cunTe3a 13
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B3anMoeiicTBre MOIXOASAIIETO 3aMEIICHHOTO JUTAIOTCHCOAEpIKAIIEro coeanHeHus Gpopmyisl (40) (tae
Hal' u Hal® npencraBisior coboii ranoren) ¢ >tunbpoM(udrop)aneratoM Gopmyist (34) B IPHCYTCTBHH IO-
pOIIKa MEJHW B MOAXOJSIIEM PACTBOPUTEINC MPHUBOIANUT K MONYyYCHHUIO AU(TOPCOACPKAIIETO CIOKHOIGUPHOTO
coenuHeHUsT hopmyibl (41). TToaxomamuii pacTBOPUTEND, MPUMEHIEMBI B YKa3aHHON PEAKIMH, MOXKET MPe]I-
ctaBisITh co60it JIMCO nmun IM®. U3 coenunenns Gopmymsl (41) mpu BOCCTAHOBIECHUU C MPUMEHEHHEM TIOJT-
XOJISIIIETO BOCCTAHOBUTENS B TOAXOISIIEM DPacTBOPHTENE 00pa3yercss THAPOKCHIICOAEpIKAIee COeANHEHHE
dhopmynbl (42). [Toaxoaamuii MpUMEHSIEMBIA PACTBOPUTENH MOXKET TPEACTABIATh COOOH ITAHO UITH METAHOJ, U
TTOIXOISATIINA BOCCTAHOBUTENb MOXKET MPEACTABIATh co00i Oopruapua HaTpus. B3aumomelcTBrHE COeTUHEHUS
dopmyist (42) ¢ ankuaupyromum coemuaerreM popmyisr (R®-X) (rae X mpencrasisier coGoi ranoreH) ¢ mpH-
MEHCHHEM TMOIXOSIIETO OCHOBAHHS B TOAXOIAIIEM PACTBOPHUTENIC MPUBOIUT K MOIYYCHUIO COCIMHEHUS (Hop-
mynsl (43). [Monxoasmiee OCHOBaHME MOXKET TPEACTABIATE COOOM THIPH] HATPUS, U PACTBOPUTEIH MOXKET OBITh
BeIOpaH u3 CH,Cly, CHCl;, IM® u TT'® nnm ux xomMOuHanuuy. 3aMelleHUe TaloTeHUIa B COeTMHCHUH QopMy-
76l (43) TpeT-0yTUianeTaToM B MPUCYTCTBUU MAJUIAJAUCBOTO KaTaM3aTOpa, OCHOBAHUS B ITOJXOISIIEM PaCcTBO-
pUTENe MPUBOJIUT K MONyUCHUIO coenuHeHus Gopmyisl (44). [lomxoasmiee ocHOBaHKE, IPUMCHIEMOE B pCak-
UK, MOXKeT npeactaBisath coboit Et;N, DIPEA, mupunia wnun DMAP. Y naneHue 3allUTHBIX TPYII B COCIIIHE-
HUH (44) c mpuMeHeHNeM TPpUGTOPYKCYCHON KUCIOTHI PUBOAMT K TIOTYISHHIO KapOOHOBOM KUCIOTHI (hOPMYITBI
(5). B3aumopeiicTBHE MOYKHO TIPOBOJUTEL B TOIXOJSINEM PACTBOPHUTENIE WM B CMecH pactBopureneit. [loaxo-
TSI pacTBOPUTEN MOKeT ObITh BeIOpaH 3 CH,Cl,, CHCl;, IM® u TT'® wim nX KOMOWHAITHH.

O6wwuii TOAX0 VTS TToTydeHns coenuuenuii dopmyist (Ib-) (rae kombio A, komsuo B, L, R®, R% R?, R,
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R’,'n', 'm', 'p' u 'q' TaKMe, KaK ONpe/IENeHo B 00IEeM OMICAHIH) H300paeH Ha cXeMe cuHTe3a 14,
Cxema cuHTE3a 14
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BoccraHoBneHHE KETOHOBOM rpynm,l B coerHEeHnH GopMyIbl (4) ¢ IPUMEHEHUEM TTOJIXOISIIETO XHPallb-
HOTO BOCCTAHOBUTENS B MOIXOASIIEM PACTBOPHUTENE MPUBOIUT K MOTYUYEHHUIO OJHOTO U3 M30MEPOB THIPOKCUII-
conepxamiero coeauneHus ¢opmyisl (Ib-i) B kadecTBe OCHOBHOTO Mpoaykra. [loaxoasmiuii XupaiabHEIH BOC-
CTaHOBUTEIHh MOXXET ObITh BbIOpaH u3 (R mmm S)-2-metnn-CBS-okcazaboponuanna B MPUCYTCTBUM JTUMETHII-
cynbpuna OopaHa, THUApUpOBaHWS C npuMeHeHneMm aurairoreHuaa BINAP-Ru, H,/xommnexc pyreHuid-
(mudocdan),(mmamun), u T.1. Ilogxoasmuii pacTBOpUTENs MOXKET NMpeAcTaBIsTh coboit TT D, JIXM wm M.
[TosryueHHBIH H30Mep MOKHO JOMOTHUTENEHO OYHIIATH COTIIACHO PAa3IUYHBIM CIIOCO0aM OYHMCTKH, H3BECTHBIM B
JTAHHOM 00JIaCTH TEXHUKH.

JKcnepuMeHTAJbHAA YacTh

Ecmu He yka3aHo mHOE, 00paboTKa MPOAYKTa BKIIOYACT PacIpelelIeHNe PEaKIIMOHHON CMECH MEXIy Op-
TaHWYECKOH M BOXHOW (pa3oii, Kak ykazaHO B CKOOKaX, pa3felicHHE CJIOCB M CYIIKYy OPTaHMYECKOTO CJIOS Haj
cynb(aTtoM HaTpus, (pUIBTPOBaHKE U BRITapUBaHUE pacTBOopHUTes. OUNCTKA, €CIM HE YKa3aHO WHOE, BKIIIOYAET
OYHCTKY Criocobamu Xpomarorpaduu Ha CHIIMKarese, OObIYHO C IIPUMEHEHHEM CMECH ITHIIAIeTaT/ TIeTPOIeHHbIH
3¢up NOAXOSIIECH MOJSIPHOCTH B KayecTBE MOABIKHON (a3bl. Mcnonb30BaHne APYIUX CHCTEM JIIIOCHTOB yKa-
3aHO B CKOOKax.

CoxkpallleHHs, CUMBOJIBI U TEPMUHBI, HCIOIb3yEMbIE B IPUMEpPAX U UCCIEAOBAHUSIX, UMEIOT CIEAYIOLIUE
srayeHus: JJXM: nuxmopmeran; JIMCO-dg: rexcanmeiitepoaumermicynshokeun; JMCO numeruncynbokcus;
'H SIMP: npoToHHbIi1 sepHbIil MArHUTHBI pe3onanc; IM®: N,N-mumerunpopmamux; EDCI-HCI: rupoxio-
pun 1-3tmn-3-(3-mumeTtmnamuaonponwi)kapbogunmuaa; HOBT: 1-runpokcuben3otpuazon; NaOH: runpokcun
Hatpust, KOH: runpokcun kamust; LiOH: ruapokcun utust; DIPEA: N,N-aum3onpormumtunamus; TT'®: tetpa-
ruapodypan; HCl: xmopoBomopomgHas kuciota; Na,SOy4: cymshar Hatpus, NaHCO;: GukapObonaT HaTpus; J:
KOHCTaHTa CIIMH-CIMHOBOTO B3anmMoaeicTBuA B I'mr; 4: gac(pl); MuH: MuHyTh, KT min K.T.: KOMHaTHas TeMIiepa-
Typa (22-26°C); 0: opTO-; M-: MeTa-; 1-: napa; XMAJI-MC: macc-ClieKTpOMeTpHs ¢ XHMHYECKON MOHM3AIHEH
npu atMocepHoM aaBieHnH; MI'1: Merarepir; BOJH.: BOJHBIH.

IIpoMeskyTO4HBIE COeAMHEHUS

[Mpomexyrounoe coeaunenue 1. 4-[3-(4-XnopdeHnn)nupasut-2-1i|aHHINH
cl

®

N
L N

O NH

Cranus 1: 2-xm0p-3-(4-xn0pdeHnn)nupasus
Cl

N;\ cl

N

B pactBop 2,3-muxnopnupasuna (500 mr, 3,35 mMMois), 4-xnopheHnnooponoBoit kucnotel (472 mr, 3,02
MMOJIb) U MOHOTHIpara kapbonara Hatpus (1,2 r, 10,05 mmons) B cmecu IMCO u Boas! (10 mu, 3:1) mpu me-
pememmBanuu nodasisuy [ 1,1'-6uc(audenmndocduno)peppoueH|muxnopnamiagui (II) (122 mr, 0,16 MMoib)
npu KT. PeaknnoHHy10 cMech TPHXKABI AETa3sUpOBald U MPOAyBalIU a30ToM mepen HarpeBanueMm mnpu 80°C B
teuenne 16 4. Cmech oxnaxkaam 1o KT u pazbasmsum strnanerarom (30 mir). OpraHudeckuii pacTBOp IPOMBI-
Basin Bojo# (30 mur) u coneBbiM pactBopoM (30 mur). YIaisiu pacTBOPHUTENs NPU HOHIKEHHOM IABICHUH H
OYHIIANIN TIOTYICHHBIH OCTaTOK IyTeM KOJIOHOYHOW XpoMaTorpaduu Ha CHIMKarese ¢ moxydeHuem 320 mr 1e-
JIEBOTO MPOJYKTa;

'H SIMP (300 MTI'u, CDCly) & 7,47 (d, J=7.2 T, 2H), 7,76 (d, J=7.2 T, 2H), 8,35 (d, J=1,8 T'u, 1H), 8,58
(d, J=1,8 T'm, 1H).

Cramus 2: 4-[3-(4-x10pdeHrn)mupa3nH-2-1i |aHITAH

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCOMHEHMS, MOIYyIEHHOTO
Ha crazuu 1 (310 mr, 1,38 MMonb), ¢ THMHAaKOJIOBEIM 3¢upoM 4-amuHo(eHna00poHoBoH Kuciotsl (302 mr, 1,38
MMOJB) C TpUMEHEHHeM MoHoruapara kapOonara Hatpus (513 wmr, 4,14 wmmoms) wu  [1,1-
ouc(audenmndochuno)dpeppoueH|auxnopnamiagus (II) (50 mr, 0,06 mmons) B cmecn JIMCO u Boasr (10 mu,
2:1) npu KT cornacHo croco0y, onmicaHHOMY Ha CTaauu | MOJTydeHHUs IPOMEXYTOUYHOTO COeAnHEeHus 1, momy-
yanu 270 Mr IpoayKTa;

'H SIMP (300 MT', IMCO-dg) & 5,42 (s, 2H), 6,46 (d, J=8,4 Ty, 2H), 7,09 (d, J=8,4 Ty, 2H), 7,38-7,47
(m, 4H), 8,51 (s, 1H), 8,57 (s, 1H); XUAJI-MC (m/z) 282 (M+H)".
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IMpomexyrounoe coeaunenue 2. [4-(1,1-Judropnpomnin)deHiu]yKkcycHas KUCI0Ta
HO

O
F7F

Cramus 1: 2-(4-6pomdennn)-2-3tun-1,3-auTronan

S

B pactBop 4-6pomnponumodenona (2,01 r, 9,43 mmons) B 6e3BoaHOM quxiopMerane (20 M) mpu nepeme-
MUBaHUK 100aBIsIM TUATHIDGUpat TpudTopuma 6opa (0,49 mi, 4,71 mmons) u atan-1,2-garuosn (1,57 mi, 18,8
MMOJIb). PeakiinoHHyIo cMech nepemenmnBaiy B Tedenue Houu npu KT. Cmech paszbasisum quxiaopmetanoM (10
M), mpombiBamu 10% pactBopom ruapokcuna Hatpus (10 mur), Bomoit (20 mur) u coseBeIM pacTBopoM (20 mi).
Opraau4ecKuii CJIOW CYIIHMIN HaJ O€3BOAHBIM CyIh(HATOM HATPUS M KOHIEHTPHUPOBAIN NPH MOHKEHHOM JaB-
JICHUHW C ToJTydeHreM 2,21 T TUTYJILHOTO TIPOAYKTa;

'H SIMP (300 MI'u, CDCl5) & 0,89 (t, J=7,5 I'n, 3H), 2,33 (q, J=7.5 T'u, 2H), 3,19-3,32 (m, 2H), 3,34-3,41
(m, 2H), 7,41 (d, J=8,1 ', 2H), 7,56 (d, J=8,1 ', 2H); XUAJI-MC (m/z) 288 (M)".

Cranus 2: 1-6pom-4-(1,1-mudropnpornun)oenson

Br.
e

B pactBop N-tioncyknuaumuna (704 mr, 3,13 mmons) B muxsopmerane (5,0 mur) npu -20°C npu nepeme-
MIMBaHUU 100aBIsIH (TopoBomopon B mupuaune (70% (mac./mac.), 520 mxi, 20,88 MMOJIb) M IepeMeIINBaIIH
pacTBOp IpH yKa3aHHOW TeMIIepaType B TeUeHHe 2 MHUH. B peakioHHyI0 cMech J0OaBISIIN PacTBOP MPOMEKY-
TOYHOTO COCTUHEHMSI, MOJTydeHHOTo Ha ctaauu 1 (302 mr, 1,04 mmods), B quxiopmetane (5,0 mu). [TomydeHryto
cMmech nepememnmBany npu -20°C B Tedenne 30 muH. Cmech paszbaBisuin H-rekcanoM (5,0 mir), GuibTpoBain
gepe3 OCHOBHBIN OKCHUJ ATFOMUHUS U MPOoMbIBaiu H-rekcanoM (30 mur). Konnentpuposanu GuiabTpar u pa3dan-
TS ocTaToK ATrianeraroM (50 mur). O6bsenuHeHHBIE QIIBTPATH! IpoMbiBaK 10% THOCYNB(aToM HaTpus (20
M), 2% nepmanranatoM kaiust (20 mu), Bomoit (20 mi) u coneBbM pactBopoM (20 mur). Opranmdgeckuii cioi
Cymmiy Haj Oe3BOJHBIM CyIb(aToM HAaTPHs M KOHIEHTpUpoBaiy. OCTaTOK OYHUIIAIH ITyTeM KOJIOHOYHOH Xpo-
Marorpaduy Ha CHIHMKaresie ¢ rnoiaydeHrueM 203 Mr THTYJIBHOTO IPOAYKTa;

'H SIMP (300 MI'u, CDCly) 8 0,97 (t, J=7,5 ', 3H), 2,02-2,21 (m, 2H), 7,33 (d, J=8,1 I', 2H), 7,56 (d,
J=8,1 T'u, 2H); XUAJI-MC (m/z) 231 (M-H)".

Cranus 3: tper-0ytuin-[4-(1,1-gudropnponn)denun|anerat

o
SRS OUR
FF

B pactBop aunukinorexcwiamuna (2,04 mi, 10,25 MMoib) B 6€3BoaHOM TOIyosIe (20 M) TIpH IepeMenIn-
Bauuu npu 0°C nobamsiimm H-OyTiumTui (1,6 M, 6,41 M, 10,26 mmonb). Uepe3 5 MuH B cMech JOOABIAIH
tper-Oytrnanerat (1,15 mu, 8,55 Mmoune) 1 nepememmBanu B Tedenne 15 mun npu 0°C. B otnenbHol koi0e
cmemmBai  Terpadropbopar  Tpu-Tper-Oyrmidochonns (248  wmr, 0,85 wmmoms) u  Ouc(auben-
sumaeHanetoH )nawtaauii(0) (245 mr, 0,42 MMonb) U KOOy TPYIKABI BaKyyMHPOBAJIM M 3aIOJIHSUIM A30TOM.
TBepayto cmech nomemany B Tosryost (10 Mi1) 1 B HOIy4EHHYIO CYCHIEH3HIO JOOABIISIIM TPOMEKYTOUHOE COE/IU-
HCHHE, MoTyueHHOe Ha cTamuu 2 (2,01 T, 8,55 MMoub), 3aTeM nepByro cMech. [I0Ty4eHHY 0 PEaKIIMOHHYIO CMECh
nepememuBaiy B TedeHue Houu nmpu KT. CMech pa30aBisiin AU THIIOBEIM 3¢upoM (50 mi), pumsTpoBamn yepes
MOJITIOKKY C TEJIUTOM M TIPOMBIBATN AMATUIOBBEIM ddupoM (30 mi). KoHneHTprpoBanu GuiIbTpaT ¥ OYHIIATN
MOJYYCHHBIA OCTAaTOK ITyTeM KOJIOHOYHON Xpomarorpaduy Ha CHIIMKaresie ¢ rmoyiydeHueM 1,43 T memeBoro mpo-
JIyKTa;

'H SIMP (300 MI'n, CDCly) & 0,98 (t, J=7,5 ', 3H), 1,44 (s, 9H), 2,04-2,22 (m, 2H), 3,55 (s, 2H), 7,31 (d,
J=8,1 'y, 2H), 7,41 (d, J=8,1 I'y, 2H).

Cranus 4: [4-(1,1-audToprpornmn)deHnykcycHas KUCI0Ta

B pactBop mpoMexyTOYHOTO COeAWHEHUs, MoydyeHHoro Ha craauu 3 (1,42 1, 5,25 MMons), B auxiiopMe-
tane (20 mu) npu nepemeruBanuu npu 0°C 1o6aBisid TpUPTOPYKCYCHYIO KucioTy (10 Mi1) U mepeMernnBanu
cmech B TeueHue 1 u npu KT. BeimapuBanu pacTBOpUTENb M3 PEAKIMOHHOW CMECH U OUMILIAIN MOTYYEHHBIN
OCTaTOK ITyTeM KOJIOHOYHOW Xpomarorpadyy Ha CHIMKareie ¢ noixydeHrem 491 mr 1eneBoro npoayKTa;

'H SIMP (300 MT't, IMCO-dg) 8 0,90 (t, J=6,0 T'r, 3H), 2,11-2,28 (m, 2H), 3,63 (s, 2H), 7,33 (d, ]=8,4 T’
2H), 7,42 (d, J=8,4 T'w, 2H), 12,42 (mp.s, |H); XUAA-MC (m/z) 213 (M-H)".

[Ipomexxyrounoe coequnaenue 3. 4-(1,1-Audrop-2-okconporni)peHm]ykcycHas KUCIOTa

Hojm
o}
F°F
Cramus 1: [4-(2-3TOKCH-1,1-TUPTOP-2-0KCOITIIN)(hEeHMIT | yKCYCHAS] KUCJIOTa
HO
T~

B nmepememmBaemMyro cycneHsuio 4-iiondeHnmykcycHor kucaothl (203 mr, 0,76 MMOJIB) U ITOPOIITKA METH

(193 wmr, 3,05 mmois) B JIMCO (8,0 Mi1) B TepMeTHIHOHN Tipodupke AobaBisum >Tri-opomaudropamnerar (196
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Mr, 1,52 mmonsb). Peakimonnyto cmech nepememnBany B Tedenne Houu mpu 60°C. Cmecs oxnaxaanu a0 KT,
racwiii BOJIHBIM XjopuaoMm amMoHus (30 mur) u skcrparupoBainu stminaneraroM (50 mu x2). OObeanHEHHBIC
OpPTraHHUYECKHE CIIOM CYIIIIN Hall O€3BOIHBIM CyNb()aTOM HATPHUS M KOHIICHTPUPOBAJIH MPH MOHKECHHOM JIaBJIe-
HuH. [lomydeHHBIH OCTATOK OYMINAIH ITyTeM KOJIOHOYHOW XpoMarorpaduu Ha CHIIMKAresie ¢ rmoxydeaueM 171
MT THUTYJIBHOTO MIPOAYKTA;

'H SIMP (300 MTI'n, JIMCO-de) & 1,22 (t, J=6,0 T, 3H), 3,67 (s, 2H), 4,31 (q, J=7,2 T'w;, 2H), 7,44 (d,
J=8,1 I'u, 2H), 7,53 (d, J=8,1 I'y, 2H), 12,45 (s, 1H).

Cramus 2: otiin-2-(4-(2-(TpeT-0yTOKCH )-2-0KCOITHI ) peHIIT)-2,2-Tud TopareTar
FF

A

B pacTBOp mpoMeKyTOUHOTO COeAMHEHUs, ofydyeHHoro Ha ctaauu 1 (3,3 T, 12,77 MMOmb), B CMECH JTH-
xmopMerana u TT'® (2:1, 90 M1) mpu MepeMeNIMBaHHH T00ABISITH MOJEKY IApHEIe cuta (4 A, 3,3 T) 1 Kap6oHaT
cepedpa (10,6 T, 38,33 MMoIIB). PeakmoHHyIO cMech IepeMenInBaii B TeueHue 15 muH, oxmaxnamm no 0°C. B
PEaKIMOHHYIO CMECh 110 KaruisiM J100aBisui TpeT-0yTuinopomun (7,3 mi, 63,89 MMons). CMech OCTaBISUTH Ha-
rpeBaThCs 0O KOMHATHOW TeMIepaTyphl U MEPEMEIINBaIH B TCUCHHUE HOUH. DUIBTPOBAIM CMECh Yepe3 IOAI0K-
Ky C LEJIMTOM M NpoMbIBaiH JuxsopmeranoM (100 mur). KoHueHTprpoBanu GuUiIbTpaT IpH MOHMKEHHOM JlaBJie-
HUY ¥ OYHIIAIN ITOJTyYCHHBIH OCTATOK ITyTeM KOJIOHOYHOM Xpomarorpaduu ¢ moiaydeHueM 1,82 r npoaykra;

'H SIMP (300 MI', IMCO-dg) 8 1,19 (t, J=6,9 Ty, 3H), 1,37 (s, 9H), 3,64 (s, 2H), 4,28 (q, J=7.,2 T, 2H),
7,41 (d, J=8,4 I'n, 2H), 7,52 (d, J=7,8 I'y, 2H).

Cramus 3: 2-(4-(2-(TpeT-0yTOKCH)-2-0KCOATHI)heHm)-2,2- T TOPYKCYCHAS KUCIIOTa

ot 0

B pacTBOp poMeKyTOUHOTO COEAMHEHNS, TToydeHHoro Ha ctaanu 2 (915 mr, 2,91 mMois), B cmecn TT' D,
MetaHona u Boxbl (3:2:1, 30 mur) mpu 0°C mpu mepeMernmBaHuy J00ABISUIM MOHOTHIPAT THIPOKCHIA JINTHUS
(366 mr, 8,73 MMomb) U IepeMenuBaH cMech B TedueHne | 4 mpu KT. PeakimoHHyto cMech MOAKUCISLTN 1 H.
HCI no pH 2-3 u sxctparuposanu stainanetaroM (50 mi x2). O0beIuHEHHBIE OPTaHUIECKUE CIOW CYIIUIN HaJl
0e3BOHBIM CYIb(PATOM HATPHUS W KOHIIEHTPUPOBAIHW TPH MOHWKCHHOM JTaBIICHUH ¢ TIomydeHueM 8§39 mr 1erne-
BOTO MPOAYKTA;

'H SIMP (300 MI'ui, IMCO-dg) 5 1,40 (s, 9H), 3,64 (s, 2H), 7,40 (d, J=8,4 ', 2H), 7,52 (d, J=8,1 I'ry, 2H).

Cranus 4: Tper-0yTnin-(4-{1,1-mudrop-2-[MeTOKCH(METHIT)aMHHO |-2-0KCOITHII } (peHUIT)anieTaT
FUF |

wNO’
o [e]

B pacTBop mpomMekyTOUHOTO COeTUHEHMS, TIOMydeHHoro Ha cTanuu 3 (833 mr, 2,90 MMOIIB), B TUXIIOpME-
tane (15 M) mpu nepememmBanuu npu 0°C m00aBISAIN XJOPAaHTHIAPHI IaBENIeBOH KHCIOTHI (2,2 mi, 4,36
MMOJIb) U KaTanuTtudeckoe komniecTBo JIM®. PeaknimoHHYI0 CMeCh OCTaBJISUIN MTOCTETIEHHO HarpeBaThes 10 KT
U TIepeMeIInBaiy B TeueHue 3 4. KOHIEHTpUpoBaau peakinOHHYI0 CMECh B MHEPTHOH aTMoc(epe ¢ MOoTydeHu-
€M OCTaTKa, KOTOPBIH pa30aBisuiu auxiaopMeTanoM (15 M) u oxnmaxmanu go 0°C. ITocie aToro 00BN THII-
poxiopun N,O-mumeTmiruapokcwiamMmuna (425 mr, 4,36 Mmons), 3ateM TpudTiiaamud (1,6 mur, 11,63 MMoib) u
nepeMermBany cMeck B TeueHne Houu mpu KT. Cmecs pazbaBisum muxiopmeranoM (15 mur), mpoMbIBainy Ha-
CBIIIEHHBIM BOAH. pacTBopoM NaHCO; (20 mi) u coneBbiM pactBopoM (20 mir). KoHIleHTpupoBaiu oprannye-
CKHH CJIOH M OYMIANIN TTOJTyYeHHBIH HEOUHIICHHBIH OCTAaTOK ITyTeM KOJOHOYHON XpoMmarorpaduy Ha CHIIMKare-
e ¢ noxydeHueM 581 Mr TUTYIBHOTO MPOAYKTa;

'H SIMP (300 MI'u, CDCl3) 8§ 1,43 (s, 9H), 3,21 (s, 2H), 3,56 (s, 5H), 7,34 (d, J=7,8 I'n;, 2H), 7,50 (d, J=7.8
I', 2H).

Cramus 5: Tper-0ytun-[4-(1,1-mudrop-2-okconponwr)dheHuni]amerat

O
FOF

B pacTBOp IMpOMEKYTOYHOTO COEAMHEHUs, NOIydyeHHOro Ha craguu 4 (572 wmr, 1,73 mmoins), B TT'® (15
wu1) nipu nepeMetinBanuy npu 0°C pobasmsm 6pomua metunmaraus (1,15 mi, 3,47 MMoIb) ¥ IepeMeIIUBaIIH
CMech B TeueHHe 2 4. Peakiuro racuiy BOIHBIM pacTBOPOM XJIOpHaa aMMOHUS (20 MIT) M 9KCTParupoBajii CMECh
stwnaneratoM (50 mu X2). OObeIMHEHHBIE OPTaHUYECKUE CIIOW MPOMBIBAJIM COJEBBIM pacTBopoM (50 mur) u
KOHLICHTPUPOBAJH NIPU HMOHMXCHHOM JaBieHUHU. [1omydeHHbIH HEOUHIIEHHbBIH OCTATOK OYHINANN IIyTeM KOJIO-
HOYHOU XpoMaTorpaduu Ha CHITHKArese ¢ MoJiydeHreM 369 Mr npoayKTa;

'H SIMP (300 MT'u, CDCl3) § 1,43 (s, 9H), 2,31 (s, 3H), 3,56 (s, 2H), 7,36 (d, J=8,4 ', 2H), 7,50 (d, J=7.8
'y, 2H), XUAJI-MC (m/z) 285 (M+H)".

Cramus 6: 4-(1,1-mudrop-2-okconpornn)heHns | ykcycHas KUCIoTa

VYka3aHHOE COEIMHEHHE TOJTydJalll TyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCIMHEHHMS, MOIYyIEHHOTO
Ha ctaauu 5 (501 mr, 1,76 Mmmois), ¢ TpudTopyKcycHo# kucioToit (10 M) B auxiopmerane (10 M) corsacHo
Croco0y, OITMCaHHOMY Ha cTaauK 4 MOIydeHHs IIPOMEKYTOYHOTO COSAMHEHUS 2, Tosrydany 379 Mr npoayKTa;
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'H SIMP (300 MI', IMCO-de) & 2,36 (s, 3H), 3,66 (s, 2H), 7,43 (d, J=7,8 ', 2H), 7,52 (d, J=8,4 ', 2H),
12,22 (mmp.s, 1H).
[Ipomexyrounoe coequaenue 4. 4-[3-(3-Xmopdennn)nupaznH-2-ui|aHuITHH

cl
RES
(_N
Cranus 1: 2-xm0p-3-(3-xnopdeHun)nupasus
cl

(_N

VYkazaHHOe COeIUHEHHE MOTyJalli IMyTeM B3auMojaercTBus 2,3-auxnoprnupasuna (500 mr, 3,35 MMmodb) ¢
3-x0pPeHImITO0POHOBOI KHCIOTOM (472 MT, 3,02 MMOJTB) C IPUMEHEHHEM MOHOTHpaTa kapoonara HaTpus (1,2
1, 10,05 MmMoup) u [1,1'-6uc(mudennndocduno)-peppoueH|auxnopnamiaaus (II) (122 mr, 0,16 MMonb) B cMecH
JAMCO u Boggst (15 mi, 3:1) mpu KT cornacHo crioco0y, onncanHOMY Ha CTaauy | MOJIy4eHHs IPOMEKYTOUHOTO
coequHeHus 1, momyyanu 350 Mr npoaykra;

'H SIMP (300 MI'u, CDCly) & 7,41-7,50 (m, 2H), 7,71 (d, J=7,4 Tu, 1H), 7,81 (s, 1H), 8,38 (d, J=1,5 I',
1H), 8,60 (d, J=1,8 T'u, 1H).

Cranus 2: 4-[3-(3-x10pheHnn)nupa3uH-2 -1 |aHINH

VYkazaHHOE COeAMHEHHE IMOyJald IIyTeM B3anMOJEHCTBUS MPOMEKYTOUYHOTO COCAMHEHUS, MOIYyICHHOTO
Ha craguu 1 (250 mr, 1,11 MMOIB), C THHAKOIOBBIM 3PUPOM 4-aMHHO(PEHIITIOOPOHOBOH KUCIOTHI (243 mr, 1,11
MMOJI) C TIpUMEHEHHWEM MoOHoruapata kapOoHara Hatpus (412 wmr, 3,33 wmmoms) wu  [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (36 mr, 0,05 mmons) B emecn IMCO (15 M) u Boab
(5,0 M) mpu KT cormacHo croco0y, OMUCAaHHOMY Ha CTaauH | TOXYYeHHs] IPOMEXYTOTHOTO COSIMHEHUs 1,
noy4anu 273 mr npoaykra. [IpoaykT ucmonp3oBany gajee 6e3 onpeaecHns XapaKTePUCTHK.

[Mpomexyrounoe coeaunenue. 5 4-[3-(4-Dropdennn)mupasun-2 -1 |aHUIHH

®

N7
(_N
Cramus 1: 2-x70p-3-(4-pTOopdeHmn)nupasnt

o™

N
(N

VYkazaHHOe coeTMHEHHUE TIOMyJYald IMyTeM B3auMoaercTBus 2,3 -auxnopnupasuna (3,0 r, 20,13 Mmmois) ¢ 4-
dbropdernndopoHoBoit kucaoToit (2,68 T, 19,13 Mmons) ¢ mpumeHeHreMm 2 M pactBopa kapoonaTta Hatpwus (30
M, 60,40 mmoie) 1 [1,1'-Ouc(mudenundocduno)-peppouer]|auxiaopnamianus (I1) (1,16 r, 1,00 mmons) B 1,4-
nmuokcane (60 mur) mpu 90°C cormacHo crmoco0y, OMMCAaHHOMY Ha CTaIuu | MOTydeHUs MPOMEXYTOUHOTO COSIIH-
HeHusd 1, noxydanu 1,74 r npoaykra;

'H SIMP (300 MI'u, IMCO-dg) & 7,37 (t, J=9,3 ', 2H), 7,83 (t, J=8,1 ', 2H), 8,54 (s, 1H), 8,76 (s, 1H);
XUAI-MC (m/z) 209 (M+H)".

Cranus 2: 4-[3-(4-dropdennn)nupa3uH-2-1i|aHuImH

VYka3aHHOE COEeIMHEHHE TOJTydalll yTeM B3aUMOJICHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOy4EHHOTO
Ha crazuu 1 (503 mr, 2,39 MMoIIb), ¢ TMHAKOIIOBBIM 3¢ upoM 4-amuHO(DEeHNIO0pOHOBOH KucnoTs! (787 wmr, 3,59
MMOJIb) B MPUCYTCTBUU Ouc(nuOeH3mnmaeH)-anerornamianus (0) (276 mr, 0,23 MMoIb) ¢ ipuMeHeHneM 2 M
pacTtBopa kapboHnaTa Hatpus (2,9 mi, 5,99 mmoins) B cmecu 1,4-mrokcana u Boas! (15 mur, 2:1) pu 80°C cormac-
HO Ccrioco0y, OMMCaHHOMY Ha CTaJIuu | TOydeHHUs MPOMEKYTOTHOTO COeAMHEHUS 1, mosrydanu 321 MT poayk-
Ta;

'H SIMP (300 MTI'n, JIMCO-d) & 5,38 (s, 2H), 6,44 (d, J=9,0 T'u, 2H), 7,06 (d, J=8,4 I'mi, 2H), 7,17 (t,
J=9,0 T'u, 2H), 7,44 (t, J=8,1 I', 2H), 7,46-7,61 (m, 2H).

IMpomexyrounoe coeaunenue 6. 4-[3-(3,4-Iudropdennn)nnpaznt-2-ui |aHUITUH

F

F
N

L N
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Cranus 1: 2-Xnop-3-(3,4-mudropdennn)nupazny
F

F
NAC

(N

VYkazaHHOe COeIUHEHHE MOTyJIalli MMyTeM B3auMojaercTBus 2,3-auxnoprnupasuna (500 mr, 3,35 MMmodb) ¢
3,4-mudropdernnooponoBoit kucioTou (477 mr, 3,02 MMOJIB) ¢ MPUMEHEHHEM MOHOTHApAaTa KapOoHaTa HATPHUS
(1,2 r, 10,05 mmonp) u [1,1'-6uc(mudenundocduno)dpepponeH|auxaopnamnaaus (I1) (122 mr, 0,16 Mmmons) B
cmecu JIMCO u Bonst (15 mur, 3:1) ipu KT cormacHo cioco0y, onmMucaHHOMY Ha CTaauu | TOTydeHUS POMEXKY-
TOYHOTO COCTUHEHHS 1, momydanu 347 Mr poayKTa;

'H SIMP (300 MI', CDCl3) 8 7,23-7,34 (m, 1H), 7,59-7,72 (m, 2H), 8,37 (d, J=1,8 ', 1H), 8,58 (d, J=2.4
Iy, 1H).

Cranus 2: 4-[3-(3,4-nudTopdennn)nupasuH-2-1i|aHHIHH

VYka3aHHOE COeMHEHHE TOJTydalll ITyTeM B3aUMOJCHCTBUS MIPOMEXYTOUYHOTO COCIHHEHHMS, MTOyYEHHOTO
Ha crazuu 1 (250 mr, 1,10 MMoIIp), ¢ TMHAKOIOBBIM 3¢upoM 4-amMuHO(DEeHNIOOPOHOBOH KucnoTs! (290 wmr, 1,10
MMOJB) C TpUMEHEHHeM MoHoruapara kapOonara Hatpus (409 wmr, 3,33 wmmoms) u  [1,1-
ouc(mudpennndochuno)deppouet|-nuxnoprnamtanus (1) (40 mr, 0,05 mmons) B cmecn JIMCO u Bomsr (15 wmur,
3:1) mpu KT cornmacHo cnioco0y, ONMCaHHOMY Ha CTaIuM | MOJIyYeHUs IPOMEXYTOUYHOTO COeAUHEHHUs 1, momy-
gaiu 256 MT IpOIyKTa;

'H SIMP (300 MT'i, IMCO-dg) & 5,44 (s, 2H), 6,48 (d, J=8,4 T';, 2H), 7,09 (d, J=8,4 I', 2H), 7,20-7,26
(m, 1H), 7,40-7,50 (m, 2H), 8,54 (s, 1H), 8,60 (s, 1H).

IMpomexyrounoe coeaunenue 7. 4-[3-(4,4-Judropnunepunun- 1 -uim)mupasuH-2 -1 | aHUIHH

FF

fNﬁ NH;
LT
(N
Cranus 1: 2-xnop-3-(4,4-mudroprmnepunu- 1 -nin)nupasux
RF

®
cl

B pactBop 2,3-auxnopnupasuna (973 wmr, 6,53 mmoins) B IM® (10 Mir) mpu nepemMenBaHuN JOOABIISAIH
rugpoxiyiopun 4,4-nudropnunepuansa (1,03 r, 6,53 MMmonb) u kapoonat kamus (2,7 1, 19,59 MMonb) n nepeme-
MIMBAJIN TTOJIYICHHYIO cMech B Teuenne 16 4 mpu 60°C. Peaknmonnyro cMmech oxnaxaand g0 KT, paz6asmsuin
Bozoi (50 M) u sxctparupoBasn dtunaneraroM (100 mur). OpraHU4ecKuil cI0i IPOMBIBAIA COJIEBBIM PAcTBO-
pom (30 M) ¥ KOHIICHTPUPOBAIH MPH MOHMKEHHOM NaBJICHHH. HeodnImeHHOe COeNMHEHUE OYMINAIH ITyTeM
KOJIOHOYHOH XpoMaTtorpa(uu Ha CHINKarene ¢ noixydeHueM 1,12 T THTYJIBHOTO MPOLyKTa;

'H SIMP (300 MI', CDCly) & 2,08-2,21 (m, 4H), 3,58 (q, J=6,6 T'u, 4H), 7,92 (d, J=2,4 T'u, 1H), 8,12 (d,
J=2,4Tn, 1H).

Cranus 2: 4-[3-(4,4-nudToprunepuanH- 1 -mn)nupasnH-2-ui1 |aHINH

VYka3zaHHOe COeAMHEHHE MOydalu IyTeM B3auMOJEICTBUS MPOMEKYTOUHOIO COECAUHEHUsS, MOTYyYEeHHOTO
Ha crazuu 1 (500 mr, 2,14 MMoJIB), € THHAKOJIOBBIM 3¢ upoM 4-amuHO(DeHNIO00poHOBOH KucnoTs! (703 mr, 3,21
MMOJIb) C TPMMEHEHHEM MOHOTHIpaTa KapOonata Hatpus (796 wmr, 6,42 MMOib) B NPHUCYTCTBHH TETpa-
kuc(tpudenmnpocoun)-nawtagus (0) (247 mr, 0,21 mmoins) B cmecu 1,4-auokcana u Boasl (10 mu, 2:1) npu
80°C cornacHo criocoOy, ONMMCaHHOMY Ha cTaJuH | IOJTydeHUs IPOMEKYTOYHOTO coeanHeHus 1, momrydanu 316
MT TIPOJYKTa;

'H SIMP (300 MTI'ti, IMCO-dg) 8 1,90-2,12 (m, 4H), 3,18-3,26 (m, 4H), 5,46 (s, 2H), 6,62 (d, J=8,4 T,
2H), 7,68 (d, J=8,1 I'u, 2H), 8,02 (d, J=1,8 I'y, 1H), 8,13 (d, J=2,4 I'n, 1H).

[Ipomexyrounoe coequaenue 8. 4-[3-(MopdomuH-4-un)nupa3uH-2-1jl | aHUITIH

o]
S
hee

L N
Cramus 1: 4-(3-xiopnupasuH-2-ui)MophOIuH
o
Eﬂ\j\](
NAC
(N
Cwmech 2,3-guxnoprnupasuna (1,2 r, 8,05 mmons) u mopdommnua (700 mr, 8,05 MmMonb) B 3Tanose (10 mur)

KUIBSITUIIM TIPH TeMIlepatype oOpaTHoil koHaeHcannu B TeueHne Houn. CMech oxnaxnanu 1o KT, pazoasisiu
stunaneratom (30 mi1) U mpombiBaim Boaoi (30 mur), 3aTeM coneBbIM pacTBopoM (40 mur). OpraHndecKuit ciou
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CyHmmIn HaJ 0e3BOJHBIM CyJIb(AaTOM HATPUs M KOHIEHTPUPOBAIN IPH ITOHWKEHHOM JaBiicHHH. [loiydeHHbIH
OCTaTOK OYHINAIN IyTeM KOJIOHOYHOH XpoMaTorpaduy Ha CHIIMKaresne ¢ rnojydeHueM 1,57 T neneBoro npoayk-
Ta;

'H SIMP (300 MI', CDCly) & 3,46 (t, J=6,9 ', 4H), 3,86 (t, J=6,9 T, 4H), 7,91 (d, J=2.,4 T, 1H), 8,12
(d, J=2,4 T'n, 1H).

Cramus 2: 4-[3-(MopdomuH-4-wn) upa3uH-2-1jl | aHAITIH

VYKa3aHHOE COCAMHEHHE MOTydYalay IIyTeM B3aHMMOJICHCTBHS IPOMEKYTOYHOTO COSAUHEHHMS, IIOJIy4eHHOTO
Ha craguu 1 (500 mr, 2,36 MMOJIB), C THHAKOJIOBBIM 3PHUPOM 4-aMHHOGEHIIOOPOHOBOH KucHoThI (518 mr, 2,36
MMOJIb) C TpHUMEHEHHEM MoHoruzapara kapOonata Hatpus (879 wmr, 7,09 mmons) u [1,1'-Omc(mudenun-
¢docouno)pepponen]muxnopnamnanus (II) (86 mr, 0,11 mmons) B cmecn IMCO u Boast (15 mu, 3:1) mpu KT
COTJIACHO CTIOCO0Y, ONMMCAaHHOMY Ha CTaguM | MOJTydeHHs MPOMEXYTOYHOTO coequHeHus 1, momydamu 150 mr
NPOJYKTa;

'H AMP (300 MI'ty, IMCO-de) & 3,05 (t, J=4,8 ', 4H), 3,63 (t, J=4,8 T'u, 4H), 5,45 (s, 2H), 6,62 (d, J=8,4
I'y, 2H), 7,68 (d, J=8,4 I', 1H), 8,02 (d, J=2,4 I'n, 1H), 8,11 (d, J=2,4 ', 1H).

[Ipomexyrounoe coequaenue 9. 4-[ 1-tpet-bytnin-5-(4-dpropdenwmn)- 1 H-nmupazon-4-wi|aHuimH

F

®
9\NN_\ O NH,

Cramus 1: 1-tpeT-OyTrn-5-(4-bropdennn)-1 H-mupazon
F

NS
2

Cwmech 4-dpropamerodpenona (2,01 r, 14,47 mmonp) u mumetmnanetans N,N'-nmumerundopmamuaa (2,07 T,
17,4 mmonb) B IM® (20 mur) HarpeBanu npu 80°C B Teuenue 1,5 4. KoHIIEHTpUpOBaIK cMeCh NMPH MOHWKCHHOM
nasieHnn. K ocrarky mo6aBismy ataHoi (20 MiT) M THAPOXJIOPHI TpeT-OyTunruapasuna (5,41 r, 43,61 Mmmodn).
Cwmecph Harpeamu nipu 70°C B Teuenue S5 4, mocie vero oxnaxaand 10 KT u BeummBaym B Boxy (70 mu). Ot-
(bUITBTPOBBIBATH OCAXKACHHOE TBEPIOC BEIICCTBO, IPOMBIBAIU BOJON (20 MJT) ¥ CYIIMIH B BaKyyME C ITOTyYCHH-
eM 841 Mr neneBoro NpoayKra;

'H IMP (300 MI'u, CDCl;) & 1,46 (s, 9H), 6,14 (s, 1H), 7,08 (t, J=8,4, 2H), 7,25-7,34 (m, 2H), 7,47 (s,
1H).

Cranus 2: 4-6pom-1-tper-0yTuin-5-(4-¢propdpennn)- 1 H-upazon

F

%N XN Br
N=

B pacTBOp MpOMEKYTOYHOTO COCAMHECHMS, MOoMydeHHOTo Ha ctaguu 1 (803 mr, 3,67 MMOITB), B O€3BOTHOM
MO (8,0 M) mpu nepementnBannu 1o6asisu N-Opomcykumaumun (720 mr, 4,04 MMoIb) ¥ iepeMelInBallu
cmech npu KT B Teuenne 1 yaca. Peakiionnyro cmech BbIMBaiM B Boxy (50 M), OTGHIBTPOBBIBAIN OCaKACH-
HOE TBEpIOE€ BELIECTBO, MPOMbIBaIM BoAoW (10 M) U TIIATENBHO CYIIWIM C moixydeHueM 981 Mr TUTYIBHOTO
TIPOJYKTA;

'H SIMP (300 MTI';, CDCl3) & 1,43 (s, 9H), 7,15 (t, J=8,7, 2H), 7,25-7,30 (m, 2H), 7,49 (s, 1H).

Cramus 3: 1-tpeT-OyTun-5-(4-dpropdennn)-4-(4-aurpodennn)- 1 H-mupazon

F

C
%NN_\ O NO;

VYka3zaHHOe COeAMHEHHE MOyJalu IyTeM B3auMOJEICTBUS MPOMEKYTOUHOIO COEAUHEHUs, MOTYyYEeHHOTO
Ha ctaaud 2 (603 mr, 2,02 MMOIB), ¢ IMHAKOJIOBEIM 3(DUpOM 4-HUTpOHEHIOOPOHOBOH KUCHOTH (505 mr, 2,02
MMOJI) C TIpUMEHEHHWeM MoHoruapata kapOoHara Hatpus (754 wmr, 6,08 wmmoms) wu  [1,1'-
ouc(mudpennndochuno)deppouet]-nuxnopmnamtagus (1) (74 mr, 0,10 mmons) B ecmecu JIMCO u Bogst (3:1, 10
M) ipu KT cornacHo crocoOy, ONMCAHHOMY Ha CTagud 1 TOTydeHUs] MPOMEKYTOYHOTO COeNUHEHUs 1, Tomy-
gamm 321 MTr IpoayKTa;

'H SIMP (300 MT'ni, IMCO-dg) 8 1,4 (s, 9H), 7,24-7,38 (m, 4H), 7,51 (t, J=5,7 T'u, 2H), 7,97-8,09 (m, 3H).

Cranus 4: 4-[1-tper-0yTin-5-(4-propdennn)-1 H-nupazon-4-ui|anunna

B cycrieH3uio mpoMeKyTOYHOTO COSAMHEHHUS, MOTyYeHHOro Ha ctafguu 3 (306 mr, 0,90 MMoIIb), U XJTOpUAa
ammoHus (482 mr, 9,01 Mmous) B cmecn staHoia ¥ Boxsl (1:1, 10 mur) mpu 70°C moGaBiisiid MOPOIIOK KeJe3a
(151 mr, 2,70 MMonb) M mepeMemMBay nosydeHnyto cmeck npu 100°C B teuenne 1 4. PeakumonHyto cMech
oxnaxnaanu 1o KT, BeiauBany B HachleHHBIN BoAHBIA pacTBop NaHCO; u skcTparupoBanu stunaneratoM (50
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MIJI x2). OpraHudecKuid CJION THIATeNFHO CYIIWIN U KOHIICHTPUPOBaIH. [10TydeHHBIH OCTATOK OYHIIAIH ITyTEM
KOJIOHOYHOW Xpomarorpaduu Ha CHIMKaresie ¢ noixydeHueM 210 Mr THTYJIBHOTO COeTMHEHHUS;

'H SIMP (300 MI'ty, IMCO-de) & 1,35 (s, 9H), 4,89 (s, 2H), 6,31 (d, J=8,1 I', 2H), 6,66 (d, J=7,8 T'u, 2H),
7,24 (t,J=8,7 T'u, 2H), 7,38 (t, J=8,1 T', 2H), 7,54 (s, 1H).

IIpomexyrounoe coequaenue 10. [4-(1,1-AudTop-2-MeTOKCHITIIT)(DESHNI | yKCYCHAs KUCIIOTa

HO.
FF

Craaus 1: sTin-(4-6pomdennn)(audTop)anerar

VYka3zaHHOE COCTUHEHUE MOIyYald IMyTeM B3auMojneicTBus 1-Opom-4-iiondoensona (1,0 T, 3,55 MMons) ¢
stwibpomaudTopanerarom (1,43 1, 7,06 MMonb) ¢ mpuMeHeHHeM moporika menu (903 mr, 14,2 mMmonb) B
JAMCO (10 mur) cormacHo croco0y, OMMCAaHHOMY Ha CTafuH | TOJydeHHUs MPOMEKYTOTHOTO COSAMHEHUS 3, TO0-
nydanu 623 MT IPOIyKTa,

'H SIMP (300 MTI'ti, CDCl3) § 1,30 (t, J=7,2 T'i, 3H), 4,29 (q, J=7,2 T, 2H), 7,47 (d, J=8.,4 T, 2H), 7,59
(d, J=8,4 T'm, 2H).

Cramus 2: 2-(4-6pomdenmnn)-2,2-a1uTopITaHOT

B pacTBOp mpoMeKyTOYHOTO COeAMHEHHUs], MoidydeHHoro Ha craauu 1 (206 mr, 0,73 MMoinb), B 9TaHoje
(4,0 M) ipu -10°C mpu mepemMemmMBaHuK T00aBILUTH XJI0pua Kansiwms (25 mr, 0,22 MMoJIb), 3aTeM OOprunpun
Hatpus (70 mr, 1,84 mmozb). [Tomydennyto cmecs nepememmnBany npu KT B Tedenue 2 4. Peaknuro racuiu Ha-
ceimeHHsM BoaH. pactBopoM NaHCO; (10 mur) u akcTparupoBaimm cMech dTmianeratoM (40 mi x2). O6bean-
HEHHBIC OPTaHWYECKHE CIIOW MPOMBIBAIM COJICBBIM pacTBopoM (50 mur), cymmiau Haj O0e3BOIHBIM CYIb(haToM
HaTpysl ¥ KOHIIEHTPUPOBAIN TPH NMOHMWKEHHOM JaBiieHnH. HeouniieHHOEe coeMHEHNE OYHINAIN ITyTeM KOJo-
HOYHOW Xpomarorpaduu Ha CHIIMKarese ¢ HoxydeHueM 176 Mr TUTYJIBHOTO MPOIYKTa;

'H SIMP (300 MTI', CDCl3) & 3,95 (t, J=13,2 T'i, 2H), 7,40 (d, J=8.,4 I'ni, 2H), 7,58 (d, J=8,1 T'wg, 2H).

Cramus 3: 1-6pom-4-(1,1-nudTop-2-MeTOKCHITHIT)OSH30IT

B pacTBop mpomMekyTOYHOTO COSTUHEHHMSI, MOydeHHOro Ha ctaguu 2 (170 mr, 0,71 MMomb), B 6€3BOTHOM
JAM® (20 M) pu epeMernrBaHuy 1o0aBisin ruapu Hatpust (60% (mac./mac.), 37 mr, 0,93 mmoits) pu 0°C.
Yepes 15 munyt nobasnsumm Metwmoaua (68 mxim, 1,07 MMois) U mepememmBanu cmech npu KT B Tedenne 2
gacoB. Peakmmto racwiu Bomoit (30 MII) M 3KCTparupoBaiM cMech dThianeratoM (2x50 mur). OO0benTnHEHHBIS
OpPTaHWYECKHEe CIIOW MPOMBIBAIN coJeBbIM pacTBopoM (100 mir), cymmim Hax O€3BOJHBIM CyNb()AaToOM HATPHS
KOHIIEHTPUPOBAJIH MPH MMOHWKEHHOM JIaBJieHHH. [10ydeHHBII OCTaTOK OYMINAIN IIyTeM KOJIOHOYHOH XpOMaTo-
rpauu Ha cuTHKaresne ¢ noxydenneM 141 Mr turymsHOro mpoaykta; 'H SIMP (300 MI'u, CDCLy) & 3,42 (s, 3H),
3,78 (t, J=12,6 I'n, 2H), 7,39 (d, J=8,1 I', 2H), 7,56 (d, J=8,4 'y, 2H).

Cranus 4: Tper-0ytnin-[4-(1,1-mudTop-2-MeToKcHITHI ) heHmT |aerar

VYka3aHHOE COEIMHEHHE TOJTydall IyTeM B3aUMOJCHCTBUS MPOMEXYTOUYHOTO COCIUHEHHMS, MTOyYEHHOTO
Ha cragum 3 (506 wmr, 2,01 Mmonb), ¢ Tper-OyrmmaneratoM (272 mxi, 2,01 MMOnb) B NMPHUCYTCTBHUU H-
oyrnmmatust (1,51 mm, 2,41 MMonb), Tetpadropbopata Tpu-TpeT-OyTridochonns (58 wmr, 0,20 MMOIb),
ouc(muoensmmaeH)amneronnamianus (0) (58 mr, 0,10 MMoup) 1 aunmKIorekcmiamMmuna (782 mxi, 2,41 MMoIb) B
tosryosie (10 mur) cormacHo cmocoOy, OMMCaHHOMY Ha CTaJAMH 3 TIOMYYEHHS MPOMEKYTOYHOTO COSTUHEHHS 2,
noJsrydany 398 Mr mpoayKTa;

'H SIMP (300 MTI't, CDCl3) & 1,44 (s, 9H), 3,43 (s, 3H), 3,55 (s, 3H), 3,79 (t, J=13,2 T'n, 2H), 7,36 (d,
J=13,8 I'y, 2H), 7,46 (d, J=8,4 I'u, 2H); UDP-MC (m/z) 283 (M-H)".

Cranus 5: [4-(1,1-au¢dTOp-2-MeTOKCHITHI ) PEHIIT | YKCYCHAs! KHCIOTa

VYka3aHHOE COeIMHEHHE TOJTydalll IyTeM B3aUMOJICHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOJy4EHHOTO
Ha cragun 4 (386 mr, 1,38 Mmois), ¢ TpudTOopyKCcycHO# kucioToit (3,0 M) B quxiopMetane (6,0 Mi1) coryiacHO
croco0y, ONMCaHHOMY Ha cTajuK 4 MOIy4eHHs IIPOMEKYTOYHOTO COSAMHEH M 2, Tosrydanu 161 Mr npoaykTa;

'H SIMP (300 MI';, IMCO-dg) 8 3,31 (s, 3H), 3,62 (s, 2H), 3,86 (t, J=14,1 T';, 2H), 7,35 (d, J=7,8 I';, 2H),
7,46 (d, J=8,1 ', 2H), 12,41 (ump.s, 1H).

[Ipomexyrounoe coequaenue 11. 4-[3-(2-XnopheHmn)mupa3ud-2-wi |aHIIAH

al O NH.
(N
Cranus 1: 2-xn0p-3-(4-HUTpOdeHII) TIpa3uH

Cl NO

N
N
VYka3aHHOE COeIMHEHHE TOJTydalld MyTeM B3auMoneicTBus 2,3-auxioprupasuna (1,44 T, 9,62 MmMois), ¢
MMHAKOJIOBBIM 3(upoM 4-HUTpodeHm16oponoBoi kuciotsl (2,01 r, 8,05 MMonp) ¢ npuMeHeHneM KapOoHaTa
Hatpus (2,99 1, 24,19 mmons) u [1,1'-6uc(mudenundocduno)dpeppoueH|nuxnopnamnamus (II) (294 mr, 0,40
mmonb) B cMec JIMCO u Bogas! (20 mur, 3:1) mpu KT cornacHo ciocoOy, onucaHHOMY Ha CTaany | MoTydeHus
MPOMEKYTOUHOTO coeuHeHus 1, momydanu 1,12 r npoaykra;
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'H SIMP (300 MI'u, CDCly) & 8,00 (d, J=9,0 I', 2H), 8,35 (d, J=8,7 I'n;, 2H), 8,44 (d, J=2,4 'u, 1H), 8,65
(d, J=2,1 T'u, 1H).
Cramus 2: 2-(2-xnopdenwn)-3-(4-HuTpod eHIT) TUPA3UH

y NOZ

L N

YkazaHHOE COEAMHEHHE IMOJyJald ITyTeM B3anMOJIEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOIYyICHHOTO
Ha ctaguu 1 (305 mr, 3,35 MMods), ¢ 2-x1opheHnI00pOHOBOM KUCITOTOH (246 MT, 1,57 MMOITB) ¢ TPUMEHEHHUEM
MOHOTHIpaTa kapOoHaTa HaTpHS (417 MT, 3,93 MMOJIb) u [1,1'-6uc(nudenm-
dhocouno)depporneH]muxmopnamanus (II) (48 mr, 0,06 mmons) B ecmecun IMCO u Bonst (10 mu, 3:1) mpu KT
COTJIACHO CIOCO0Y, OTIMCAHHOMY Ha CTaauH | MONyYeHHs MPOMEKYTOUHOTO COSOUHEHHs 1, momydanu 149 mr
TIPOIYKTA;

'H SIMP (300 MI', CDCl3) & 7,34-7,42 (m, 4H), 7,59 (d, J=8,7 I'n, 2H), 8,12 (d, J=9,3 T'u, 2H), 8,74 (d,
J=5,4 Ty, 2H).

Cranus 3: 4-[3-(2-x10pheHnn)nupa3uH-2 -1 |aHINH

VYka3aHHOE COeIUMHEHHE MOIyJaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, ITOIYyYEHHOTO
Ha cragun 2 (140 mr, 0,44 MMOIb), ¢ IpUMEHEHHEM TTopoIKa xxenesa (75 mr, 1,34 MMoJIB) M XJTOpHIa aMMOHUS
(240 wr, 4,49 MMonb) B cMecu aTaHona 1 Boasl (10 mi, 1:1) cormacHo croco0y, onucaHHOMY Ha cTajgud 4 moiy-
YeHHS IPOMEKYTOYHOTO coeauHeHus 9, momydanu 110 mMr npoaykra;

'H SIMP (300 MI'n, JIMCO-de) & 5,36 (s, 2H), 6,36 (d, J=7,8 T';, 2H), 7,02 (d, J=8,4 ', 2H), 7,42 (mump.s,
4H), 8,53 (s, 1H), 8,65 (s, 1H).

[Ipomexxyrounoe coequaenue 12. 4-[3-(4-Xnop-2-pTopdeHun)nupa3uH-2 -1 |aHUIHH

cl

. 0 NH,
L_N
Cranus 1: 2-(4-xsop-2-¢pTopdennn)-3-(4-HuTpoeHu)mupazuH
Cl

L0

o™
N
LN

VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJIy4eHHSI IPOMEXYTOUHOTO coenuaeHus 11) (403 mr, 1,73 mmous) ¢ 4-x0p-2-GpTopheHnI00pOHOBOH KUCIIO-
Tot (362 wmr, 2,07 MMOJIB) ¢ IpUMEHEHHEM MOHOTuzapara kapOonara Hatpust (550 mr, 5,19 mmoins) u [1,1'-
ouc(mupenmnpocduno)deppoueH]muxinopmnamiaaus (I1) (63,3 mr, 0,08 mmons) B ecmecu JJIMCO u Bosr (10 mur,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOYHOTO COeAMHeHust 1, momy-
gaiu 376 MT IpOyKTa;

'H SIMP (300 MTI', CDCl3) & 6,99 (d, J=9,6 T'u, 1H), 7,29 (t, J=8,1 T, 1H), 7,55-7,65 (m, 3H), 8,18 (d,
J=8,7 T'u, 2H), 8,73 (s, 2H).

Cramus 2: 4-[3-(4-x710p-2-pTOopdheHmn) mupa3uH-2 -1 |aHUIAH
Cl

(N

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIIEHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYydEeHHOTO
Ha ctaauu 1 (367 wmr, 1,11 MMous), ¢ IpEMeHeHHeM Mopoluka xenes3a (186 mr, 3,33 MMoup) U XJI0puaa aMMo-
Hus (595 mr, 11,13 MMonb) B cMecu ataHona u Boasl (10 mit, 4:1) cortacHo crioco0y, OnMcaHHOMY Ha cTaguu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, morydanu 240 Mr poayKTa;

'H IMP (300 MT'n, JIMCO-dg) 8 5,42 (s, 2H), 6,44 (d, J=8,1 I'u, 2H), 7,07 (d, J=8,7 T'n, 2H), 7,41 (d,
J=8,7 'y, 2H), 7,59 (t, J=7,2 I'n, 1H), 8,57 (s, 1H), 8,66 (s, 1H).

IIpomexyrounoe coequnenue 13. 4-[3-(2,4-/Indropdennn)mmupasznn-2-ni|aHuInH

NH2
N
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Cranus 1: 2-(2,4-mudropdennin)-3-(4-HuTpodheHnT) IpasuH
F

(N
VYka3aHHOE COeIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJIy4eHHs TpoMexyTouHoro coeanHenus 11) (503 mr, 2,16 mMonb) ¢ 2,4-mudTopdeHrnT00poHOBOH KHCIOTOH
(409 wr, 2,59 MMonp) ¢ mIpUMEHEHHEM MoHoruapara kapOonara Hatpust (687 mr, 6,48 mmons) u [1,1'-
ouc(audennndochuno)dpeppoueH|auxnopnamiagus (II) (79 mr, 0,10 mmons) B cmecn IMCO u Boasr (10 mu,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] IPOMEXYTOYHOTO COeAMHEHus 1, momy-
yanu 365 Mr npoaykra;
'H SIMP (300 MT', CDCls) § 6,66-6,75 (m, 1H), 7,04 (t, J=6,3 T, 1H), 7,60-7,68 (m, 3H), 8,17 (d, J=9,0
I'u, 2H), 8,72 (s, 2H).
Cramus 2: 4-[3-(2,4-mudTopdeHrn)nupa3nH-2-1il |aHAITHH
F

L2

O NH,
N
(N

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIECHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYy4EeHHOTO
Ha ctaauu 1 (351 wmr, 1,12 MMouts), ¢ IpEMeHeHHeM Mopoluka sxenes3a (187 mr, 3,36 MMoup) U XJI0puaa aMMo-
Hus (600 mr, 11,20 MmMonb) B cMecu ataHoina u Boasl (10 mii, 4:1) coracHo criocoOy, OnMcaHHOMY Ha cTaguu 4
MOIY4EHUs IPOMEXYTOYHOTO coeAnHeHNd 9, nomxydanu 203 Mr nNpoayKTa;

'H IMP (300 MI'n, IMCO-d) & 5,36 (s, 2H), 6,42 (d, J=8,1 T'u, 2H), 7,06 (d, J=8,1 ', 2H), 7,18 (t,
J=8,7 T'u, 3H), 7,58 (q, J=6,9 I'y, 1H), 8,54 (d, J=1,8 ', 1H), 8,62 (d, J=2,4 'y, 1H).

[Ipomexyrounoe coequaenue 14. 4-[3-(4-XaopheHmn)mupuInH-2 -1 | aHATHH

Cl

NH2

(N

Cranus 1: 3-6pom-2-(4-HuTpodeHNT) TUPUIUH

Br NO;
A
2N

[
VYka3aHHOE COEAMHEHHUE IOJIy4alH IyTeM B3aumojnewcTus 2,3-nuopommnupununa (1,0 v, 4,22 Mmoib) ¢
MTUHAKOJIOBBIM 3(hupoM 4-HuTpoheHmwidbopoHoBorr kucioTs! (1,26 T, 5,06 MMOJb) ¢ MpUMeHEeHHEM KapOoHaTa
kamust (1,75 1, 12,66 mmons) u [1,1'-6uc(audenundochuno)depponen|auxnopmnamtamus (II) (172 mr, 0,21
MMoutb) B cmecu JIMCO u Bozsl (25 mi, 4:1) mpu KT cormacHo croco0y, onmMcaHHOMY Ha cTaauu | TomydeHus
MIPOMEXYTOYHOTO COSTUHEHMSI 1, momydann 658 Mr mpoayKTa;
'H SIMP (300 MI', CDCl3) & 7,21-7,28 (m, 1H), 7,88 (d, J=9,0 I', 2H), 8,06 (d, J=7,8 T', 1H), 8,34 (d,
J=8,7 ', 2H), 8,68 (d, J=4,5 I'y, 1H).
Cranus 2: 3-(4-xnopdennn)-2-(4-HuTpoHeHIIT) TUPHIIH

VYka3zaHHOe COeAMHEHHE MOyJyalu IyTeM B3auMOJEICTBUS MPOMEKYTOUHOIO COECAUHEHUsS, OTYydEeHHOTO
Ha cragun 1 (250 mr, 0,89 MMoib), ¢ 4-xnopdenundoponoBoii kucioroit (209 mr, 1,34 MMOJIB) ¢ IPUMEHEHHUEM
kapOoHara kamus (371 wmr, 2,69 mmois) u [1,1'-6uc(andennnpochuno)depponen|muxnopnamnanus (II) (73 wr,
0,08 mmoi) B cmecu JJMCO u Bonsr (12 M, 3:1) mpu KT cormacao criocoOy, onucaHHOMY Ha cTaaud 1 momy-
YeHUS TIPOMEKYTOUHOTO COSMHEHUS 1, mosrydanu 227 MT MPOIyKTa,;

'H SIMP (300 M, JIMCO-dg) & 7,23 (d, J=8,1 Ty, 2H), 7,40 (d, J=8,4 ', 2H), 7,57 (t, J=8,4 T, 3H),
7,92 (d,J=8,4T'u, 1H), 8,16 (d, J=8,4 I't, 2H), 8,74 (d, J=4,8 I';, 1 H).

Cramus 3: 4-[3-(4-x10pdeHIT) TUPUTUH-2 - 1T |aHUTAH

VYkazaHHOE COCIMHEHHE TOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEKYTOYHOTO COSAMHEHHUS, MOIYyICHHOTO
Ha ctaguu 2 (220 mr, 0,70 MMOITB), C TPUMEHEHNEM TIOpoIKa kene3a (198 mr, 3,54 MMomb) 1 XJI0pHIa aMMO-
Hus (379 mr, 7,08 MmoIp) B cMmecu 3tanona (15 mim) u Bogs! (3,0 Mit) cormacHo croco0y, ONMMCAaHHOMY Ha CTaJHd
4 nosyueHHs IPOMEXKYTOUHOTO COeTUHEHUs 9, noyuanu 178 Mr npoaykra;

'H AMP (300 MI'i, AIMCO-de) & 5,25 (mmp.s, 2H), 6,41 (d, J=8,4 I'u, 2H), 6,97 (d, J=8,1 I'n, 2H), 7,21 (d,
J=8,4 T'u, 2H), 7,30-7,41 (m, 3H), 7,70 (d, J=6,3 T'u, 1H), 8,58 (d, J=4,5 I'y, 1H).
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IMpomexyrounoe coeaunenue 15. 4-[3-(2-DOropdennn)nupaznH-2-ui|aHUIIH

O NH2
Lo
LN
Cramus 1: 2-(2-pTopdenmn)-3-(4-HuTpodeHIT)TUpa3uH
O NO2
F
LN

YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHHUsT MPOMEXyTodHOTO coeamuenus 11) (306 mr, 1,31 mMoib) ¢ 2-propdeHmTO0poHOBOM KucIoTOM (221
Mmr, 1,57 MMomb) ¢ mpuUMEHEHHMEeM MOHOTHIpara kapOonata Hatpus (419 wmr, 3,95 mmoms) um [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (I1) (48 mr, 0,06 mmoinp) B cmecu JIMCO u Bozs (10 mur,
3:1) mpu KT cornacHo croco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOUYHOTO COeAMHEeHus 1, momy-
yanu 348 Mr npoayKra;

'H SIMP (300 MI't, CDCl3) & 6,94 (t, J=9,0 I'u, 1H), 7,29 (t, J=9,3 T'u, 1H), 7,38-7,45 (m, 1H), 7,62 (d,
J=8,7 I'u, 3H), 8,15 (d, J=9,0 I'y, 2H), 8,72 (d, J=2,1 'y, 2H).

Cranus 2: 4-[3-(2-dropdennn)nupa3uH-2-1i|aHuImH

VYka3aHHOE COeITUMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IMOIyYEHHOTO
Ha ctaguu 1 (312 mr, 1,05 MMoIB), ¢ MpUMEeHEHHEM TopoIka kene3a (177 mr, 3,16 MMOIb) 1 XJIOpHIa aMMO-
Hus (565 mr, 10,56 MmMob) B cMecu dTarona u Bousl (10 mut, 4:1) cornacHo criocoOy, onmMcaHHOMY Ha cTaaud 4
TIOJY9YEHHUS TIPOMEXYTOUHOTO CoeAnHEeHNA 9, momydanu 211 Mr nmpoaykra;

'H SIMP (300 MT't, IMCO-dg) & 5,38 (s, 2H), 6,40 (d, J=8,4 T'i, 2H), 7,04-7,17 (m, 3H), 7,29 (t, J=7,2 T,
1H), 7,42-7,57 (m, 2H), 8,55 (s, 1H), 8,64 (d, J=2,1 T'n, 1H); XUAA-MC (m/z) 266 (M+H)".

[Mpomexyrounoe coeaunenue 16. 4-{3-[4-(Tpudropmern)deHr|nupazun-2 -1} aHUINH

CFs

»

O NH;
N
(N

Cramus 1: 2-(4-aurpodennn)-3-[4-(TpudTopMeTrin) heHIT |TUpa3uH
CFs

REe
(N
YkazaHHOe COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
HOJy4eHHsI poMexyToyHoro coexunenus 11) (308 mr, 1,32 mmoins) ¢ 4-tpudropMeTnindeHnT00poHOBOH Ku-
cioroit (301 wmr, 1,58 MMoIIB) ¢ IpEMEHEHHEM MOHOTHApaTa kapOonara Hatpus (421 mr, 3,97 mmois) u [1,1'-
ouc(audennndochuno)dpeppoueH|auxnopnamiagus (II) (48 mr, 0,06 mmons) B cmecn JIMCO u Boasr (10 mu,
3:1) mpu KT cornacHo croco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOYHOTO COeAMHEHus 1, momy-
yanu 371 Mr npoaykra;
'H IMP (300 MTI', CDCl3) & 7,53-7,67 (m, 6H), 8,19 (d, J=9,0 I'n, 2H), 8,71 (s, 2H).
Cramus 2: 4-{3-[4-(TpudTopmeTnn )P eHwI |THupa3sHH-2-1l } aHUITHH
VYka3aHHOE COCIUHEHHE MOIydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 1 (346 mr, 1,00 MMoOITB), C TPUMEHEHNEM TIopoIka kene3a (167 mr, 3,00 MMOIb) 1 XJIOpHIa aMMO-
Hus (536 mr, 10,02 MMoms) B cMecu dTarona u Bousl (10 mut, 4:1) cormacHo criocoOy, onmMcaHHOMY Ha cTaauu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, moTydanu 241 Mr mpoayKTa;
'H AMP (300 MI'u, IMCO-dg) 5 5,42 (s, 2H), 6,44 (d, J=8,4 T, 2H), 7,05 (d, J=7,8 T, 2H), 7,62 (d,
J=8,1 I'y, 2H), 7,71 (d, J=8,4 T't, 2H), 8,56 (s, 1H), 8,61 (s, 1H); XUAJI-MC (m/z) 316 (M+H)".
IMpomexyrounoe coeaunenue 17. 4-[3-(4-Metundennn)nupa3uH-2-ni|aHuInH
CHs

&

o
N
(_N

Cranus 1: 2-(4-metundenun)-3-(4-HUTpoeHIIT) TUPa3HH
CHs

®

o
N
LN
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
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HOJy4eHHs1 poMexyTodnoro coexunenus 11) (300 mr, 1,28 mMmonp) ¢ 4-MeTundeHnIO0pOHOBOH KHCIOTOH
(210 wmr, 1,54 MMmonbp) ¢ mpuMeHeHHEM MoHoruzapara kapOonara Hatpust (410 mr, 3,86 mmoms) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (II) (47,14 mr, 0,06 mmons) B cmecu JIMCO u Boas! (10
M, 3:1) mpu KT cornacHo criocoOy, onmrcaHHOMY Ha CTaaud | MONMy4YeHHs TMPOMEXKYTOUYHOTO COSIMHEHUS 1,
nmoJrydaiy 248 MT mpoayKTa;

'H SIMP (300 MTI'u, CDCl3) & 2,38 (s, 3H), 7,15 (d, J=7.8 T, 2H), 7,30 (t, J=7,8 ', 2H), 8,18 (d, J=8.7
I'u, 2H), 8,65 (d, J=11,4 I'y, 2H).

Cramus 2: 4-[3-(4-meTtundeHmT) mupa3uH-2-i |aHITAH

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIECHUS MPOMEXYTOUYHOIO COEAMHEHHs, MOTYy4EeHHOTO
Ha ctamuu 1 (240 wmr, 0,83 MMoIB), ¢ IpEMEHEHHEM moponka xene3a (139 mr, 2,49 MMOJIB) U XJIOpHIAa aMMO-
Hus (445 wmr, 8,32 MMomb) B cMecH 3Tanosa U Bojp! (10 mi, 4:1) corsacHo criocoOy, onMcaHHOMY Ha ctaauu 4
MOJIY4EHUs IPOMEXYTOYHOTO COeAUHEHN 9, moay4danu 176 Mr npoaykra;

'H SIMP (300 MI'y, IMCO-de) & 2,31 (s, 3H), 5,37 (s, 2H), 6,44 (d, J=7,8 I'n, 2H), 7,08 (d, J=7,8 T'u, 2H),
7,14 (d, J=8,7 I', 2H), 7,31 (d, J=7,8 I'y, 2H), 8,51 (d, J=9,0 I';, 2H).

[Ipomexyrounoe coequaenue 18. 4-[3-(4-DTopdheHmn)mupuIiH-2 -1 | aHAITHH

YkazaHHOe COeNMHEHHE TOydaly IMyTeM B3auMMOACHCTBUS 3-OpoM-2-(4-HUTPOPEHIT)TUpUINHA (CTaTUs
1 mosrydenust mpomexkyTogHoro coeauHenus 14) (250 mr, 0,89 mmonb) ¢ 4-pTopheHMIOOPOHOBON KUCIOTON
(188 wr, 1,34 w™mMmosb) ¢ mnpuMeHeHWeM kapbonara xamusa (371 wr, 2,69 wmmomp) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (73 mr, 0,08 mmonb) B cmecu JIMCO u Bozaw! (12 mur,
3:1) mpu KT cornacHo cnioco0y, ONMCaHHOMY Ha CTaIuM | MOJIyYeHUs IPOMEXYTOUYHOTO COSAUHEHHUs 1, momy-
yanu 238 Mr IpoayKTa;

'H SIMP (300 MI'u, CDCl5) & 7,02 (t, J=8,7 I'ni, 2H), 7,10-7,17 (m, 2H), 7,41-7,46 (m, 1H), 7,52 (d, J=8,7
I'u, 2H), 7,77 (d, J=7,8 I'n, 1H), 8,12 (d, J=8,4 ', 2H), 8,74 (d, J=4,5 'y, 1H).

Cranus 2: 4-[3-(4-dTopdeHnn)nupuguH-2 -1l |aHUINH

VYka3zaHHOE COCIMHCHUE IMOJyYaIH ITyTEM BOCCTAHOBJICHUS MPOMEKYTOYHOTO COCAMHCHUS, MOTYIYCHHOTO
Ha ctaguu 1 (230 mr, 0,78 MMOITB), C MPUMEHEHNEM TIOpoIKa kene3a (218 mr, 3,91 MMomb) 1 XJIopuIa aMmmo-
Hus (418 mr, 7,81 MMoub) B cMecr 3taHosia u Boabl (18 mur, 5:1) cormacHo croco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUYHOTO COSTUHEHHS 9, moydanu 164 Mr mpoayKTa;

'H SIMP (300 MT'i, IMCO-dg) & 5,22 (s, 2H), 6,39 (d, J=8,7 ', 2H), 6,96 (d, J=7,8 T', 2H), 7,13-7,24
(m, 4H), 7,29-7,33 (m, 1H), 7,69 (d, J=7,2 T'n, 1H), 8,55 (s, L H).

[Ipomexxyrounoe coequaenue 19. 4-(3-OenmmupasnH-2-wn)aHuITHH

O

Cranus 1: 2-(4-autpodennin)-3-peHunmnupasny

8§’

NO,
hEe
AN

YkazaHHOe COeMHEHUE MOTyJalld IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHHUsT MpoMexkyTodHoro coemuHerus 11) (403 mr, 1,73 mmons) ¢ GpeHHIO0pOHOBOM KUCIOTOM (253 MT,
2,07 MMoIb) ¢ TpUMEHEHHEM MOHOTHApara kapOonara wnatpus (550 wmr, 5,19 wmmoms) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (63 mr, 0,08 mmonp) B cmecu JIMCO u Bozas! (10 mur,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOUYHOTO COeAMHEeHus 1, momy-
yanu 356 Mr IpOyKTa;

'H SIMP (300 MI', CDCl3) § 7,26-7,45 (m, 5H), 7,64 (d, J=8,7 I'n, 2H), 8,16 (d, J=9,0 T'u, 2H), 8,68 (d,
J=9,0 T', 2H).

Cranus 2: 4-(3-penunmnupasnH-2-ni)aHmwinH

VYka3aHHOE COeITMHEHHE MOIyJaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IMOIYyYEHHOTO
Ha ctaguu 1 (341 wmr, 1,22 MMoOITB), C MPUMEHEHNEM TIOpoIKa kene3a (206 mr, 3,68 MMOIb) U XJIOpHIa aMMO-
HuUs (657 mr, 12,29 MMomb) B cMecu dTarona u Bousl (10 mut, 4:1) cornacHo criocoOy, onmMcaHHOMY Ha cTaaud 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, momydanu 219 Mr npoaykra;
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'H SIMP (300 MI'u, IMCO-dg) & 5,39 (s, 2H), 6,44 (d, J=8,4 T, 2H), 7,08 (d, J=8,7 I'u, 2H), 7,33-7,42
(m, 5H), 8,52 (s, 1H), 8,57 (s, 1H).
IIpomexyrounoe coequaenue 20. 4-[3-(4-AMrHOGEHWT)TUPA3UH-2 -1 |OSH30HUTPHIT
CN

(_N
Cramus 1: 4-(3-xnopnupa3uH-2-ui1)0eH30HUTPHIT
CN

NAAC
(_N

VYka3zaHHOEe coeMHEHNE MOyJyalu ITyTeM B3auMoneicTeus 2,3-auxyopnupasuta (1,0 r, 6,77 mmons) ¢ 4-
aHo(eHmI00poHoBOH Kucimoroi (896 mr, 6,10 MMoOJIb) ¢ MpUMEHEHNEM MOHOTHApaTa KapOoHaTa HaTpus (2,5
T, 20,32 mmons) u [1,1'-6uc(audenundochuno)deppones | muxnopmamianus (II) (245 mr, 0,33 MMomb) B cMecH
JAMCO u Bozs! (25 mi, 3:1) mpu KT cormacHo crmoco0y, OnMMcaHHOMY Ha CTauu | MOydeHHsI POMEKYTOTHOTO
coenuHeHus 1, momydanu 810 MT IPOayKTa;

'H SIMP (300 MTI'u, CDCly) & 7,80 (d, J=8,1 T'rg, 2H), 7,95 (d, J=8.,4 T', 2H), 8,43 (d, J=2,4 T'u, 1H), 8,65
(d, J=2,4 T'n, 1H).

Cramus 2: 4-[3-(4-autpodenun)nupa3ut-2-nui ] 0eH30HUTPUIT

CN

(N
VYkazaHHOe COeAMHEHHE MOoyJalu IyTeM B3auMOJEICTBUS MPOMEKYTOUHOIO COEAUHEHUs, OTYyYEeHHOTO
Ha ctaauu 1 (503 mr, 2,33 MMOIB), ¢ IMHAKOJIOBEIM 3(UPOM 4-HUTPOPEHUITIOOPOHOBOH KHCIOTHI (581 Mmr, 2,33
MMOJNB) C TpUMEHEHHeM MoHoruapara kapOonara Hatpus (867 wr, 6,99 wmmome) u [1,1-
ouc(audennndochuno)peppouen]-nuxnopnamtaaus (II) (85 mr, 0,11 mmoins) B cmecu JJIMCO u Boxsr (3:1, 10
wit) npu KT cornacHo croco0y, onmicaHHOMY Ha CTagud | MOJy4eHHs MPOMEXKYTOYHOTO COeIUHEHUs 1, moiy-
gaiu 526 MT TIPOIyKTa;
'H IMP (300 MTI', CDCl3) & 7,55-7,66 (m, 6H), 8,20 (d, J=8,1 I'n, 2H), 8,73 (s, 2H).
Cramus 3: 4-[3-(4-amuHOQEeHWIT) TUPa3UH-2 -1 |OCH30HUTPUIT
VYka3aHHOE COCIMHEHHE MOIydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 2 (503 mr, 1,66 MMOITB), C MPUMEHEHNEM TIOpOIITKa kene3a (279 mr, 4,99 MMomb) 1 XJI0pHIa aMMO-
Hus (890 mr, 16,64 MMonb) B cMecu ataHoina u Boasl (10 mit, 3:1) cormacHo criocoOy, OonMcaHHOMY Ha cTaguu 4
MOIY4EHUs IPOMEXYTOUHOTO COeAHEeHNd 9, momy4danu 313 Mr npoaykra;
'H AMP (300 MI'u, IMCO-dg) & 5,42 (s, 2H), 6,45 (d, J=8,1 T, 2H), 7,06 (d, J=8,4 T, 2H), 7,59 (d,
J=7,8 T'u, 2H), 7,80 (d, J=8,1 I'y, 2H), 8,55 (s, 1H), 8,62 (s, 1H).
[MpomexyrouHoe coeaunenue 2 1. 4-[3-(mupuauH-4-11)TUpa3uH-2 -1 |aHUIIHH
N

>

l Z NH2

O
Cramus 1: 2-(4-aurpodennn)-3-(MupuanH-4-1i ) Tupa3suH
N
l ; NO2
N
LN
YkazaHHOe COeMHEHNE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
HOy4eHHs1 poMexyTouHoro coeaunenust 11) (300 mr, 1,27 Mmonb) ¢ nupuauH-4-60poHOBO# KucinoToi (188
mr, 1,52 wMmonp) ¢ mpuMeHeHmeM —kapOonarta kamus (528 wmr, 3,82 wmwmome) w  [1,1-
ouc(audennndochuno)dpeppoueH|auxnopnamiagus (II) (52 mr, 0,06 mmons) B cmecn IMCO u Boasr (16 mu,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOYHOTO COeAMHeHus 1, momy-
yanu 208 Mr IpoayKTa;
'H SIMP (300 MI'u, IMCO-d) & 7,40 (d, J=4,2 ', 2H), 7,69 (d, J=8,1 ', 2H), 8,22 (d, J=8,4 ', 2H),
8,58 (s, 2H), 8,87 (s, 2H).
Cramus 2: 4-[3-(mupuauH-4-ui)mupa3uH-2 -1l |aHUTHH
VYkazaHHOE COCIMHEHHE IOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COSAMHEHHUS, MOTYyICHHOTO
Ha ctaguu 1 (200 mr, 0,71 MMoOIB), C MPUMEHEHNEM TopoIka kene3a (200 mr, 3,69 MMOIb) 1 XJIOpHIa aMMO-
Hus (384 wmr, 7,18 MMoub) B cMecH 3taHosia i Boabl (18 mur, 5:1) cormacHo crmoco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUYHOTO COSTUHEHHS 9, moTydanu 132 Mr mpoayKTa;
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'H AMP (300 MI'u, IMCO-dg) 5 5,48 (s, 2H), 6,47 (d, J=8,1 T, 2H), 7,09 (d, J=8,1 T'n, 2H), 7,40 (d,
J=5,7T'u, 2H), 8,54-8,65 (m, 4H).
[Ipomexxyrounoe coequnenue 22. 4-[5-(4-Oropdenwn)-3-merni- 1 H-mupa3zon-1-nun]anumuH

ONHZ
/N
=N

Cranus 1: 1-(4-propdenmn)oyran-1,3-1muon
00

L

B pactBop 4-dropanerodenona (1,02 r, 7,38 Mmoib), B 6e3sogaomM TT'® (10 mur) pu mepeMeImBaHuA 110
ygacTsaM nobasisumu ruapun Hatpus (60% (mac./mac.), 886 mr, 22,15 mmons) nmpu KT. CMecs mepememnBaiu B
tederne 30 MuH, B cMech nobaBisumn dtraneTar (3,0 mi, 29,5 MMOIb) M IOTIOTHATEIHHO TIEPEMEITHBAIH TIPH
40°C B teuenne 3 4. Cmech oxnaxnanu 10 KT, racunu 1 v. HCI n skerparupoBanu stunaneraroM (100 Mo x2).
OO0beMHEHHBIE OPTaHUIECKHE CIIOM TIPOMBIBAIIN COJIEBEIM pacTBopoM (100 mur), cymmnm Hal 6€3BOHBIM CYITb-
(aToM HaTpUS W KOHIEHTPHPOBAIM IPH TOHMXEHHOM JIaBJeHUH. [lomydeHHOe HEOYMINEHHOE COeIMHEHHE
OUMIIAIH MyTeM KOJOHOYHON XpoMaTorpaduu Ha CHIIMKarese ¢ norydeHneM 8§13 Mr 1eineBoro npoaykTa;

'H IMP (300 MI'u, CDCLy) & 2,19 (s, 3H), 6,13 (s, 1H), 7,12 (t, J=8,4 I'u, 2H), 7,89 (t, J=5,4 I'u, 2H),
16,16 (mmp.s, 1H).

Cranus 2: 5-(4-®ropdennn)-3-metni-1-(4-autpodennn)-1 H-nupazon

F

o
)
=N

CMech TPOMEXKYTOYHOTO COEAWHEHHWs, MOJIydeHHOTo Ha ctamuu 1 (202 wmr, 1,12 mmoms), u 4-
HuTpodenmwtruapasuaa (206 mr, 1,34 mmons) B 3Tanose (10 M) KUISITHIN TIPH TEMITEpaType oOpaTHOM KOH-
JIeHcaruu B TedeHue 3 4. OTrOHsTM PacTBOPUTENHh M MOJYYCHHBIH TaKMM 00pa3oM OCTaTOK OYHWINAIH ITyTeM
KOJIOHOYHOM XpoMaTorpaduu Ha CHITMKArese ¢ MoJiydeHneM 231 Mr TUTYJIBHOTO TIPOIYKTa;

'H SIMP (300 MI'u, IMCO-dg) & 2,29 (s, 3H), 6,54 (s, 1H), 7,21-7,33 (m, 4H), 7,46 (d, J=9,0 I'u;, 2H),
8,22 (d, J=8,7 I'y, 2H); UDP-MC (m/z) 298 (M+H)".

Cranus 3: 4-[5-(4-dropdennn)-3-mernn-1H-nupazon-1-win|anmmmn

VYka3aHHOE COeIUMHEHHE MOIyJald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IOIYyYEHHOTO
Ha ctaguu 2 (221 wmr, 0,74 MMoOIIB), ¢ IPUMEHCHHUEM MOPOIIKa kene3a (125 mr, 2,23 MMOJIb) U XJIOpHIAa aMMO-
Hus (408 mr, 7,43 MMonb) B cMecu 3tanoisa U Bojp! (10 mi, 4:1) corsacHo criocoOy, onmcaHHOMY Ha cTaauu 4
MOIY4eHUs IPOMEXYTOYHOTO COeAnHEeHNd 9, moaydanu 151 Mr npoaykra;

'H SIMP (300 MI'n, IMCO-dg) & 2,20 (s, 3H), 5,27 (s, 2H), 6,33 (s, 1H), 6,48 (d, J=9,0 I';, 2H), 6,82 (d,
J=9,0 T'i, 2H), 7,10-7,21 (m, 4H); UDP-MC (m/z) 268 (M+H)".

[Ipomexyrounoe coequnenwue 23. 4-[3-(1-Metwi- 1 H-niupa3zon-4-wn)nupa3uH-2 -1 | aHTHH

N-N

(A NH,
N
(N

Cramus 1: 2-x10p-3-(1-metmin- 1 H-mupazon-4-wn)nupa3ud

CH
NN

(S
NAC

(N

VYkazaHHOe COeIUHEHHE MOTyJIalli MMyTeM B3auMoaercTBus 2,3-auxnoprnupazuna (200 mr, 1,34 Mmodb) ¢
MTUHAKOJIOBBIM d(upoM 1-MeTunmupazon-4-60poHoBoH KUCIOTH (335 mr, 1,61 MMoOJB) ¢ IpUMEeHEHHEM KapOo-
HaTa kayms (557 mr, 4,02 mmons) u [1,1'-6uc(mudennndocduno)dpepporner]|muxmopnamaaus (1) (55 mr, 0,06
MMoutb) B cMecr JIMCO u Bogsr (16 M, 3:1) mpu 90°C cornacHo crocoOy, onmMcaHHOMY Ha cTaaud | moiryde-
HUS TIPOMEXKYTOUYHOTO COSAMHEHUS |, moryqanu 156 Mr mpoaykra;

'H SIMP (300 MT'ni, IMCO-dg) 8 3,92 (s, 3H), 8,13 (s, 1H), 8,30 (s, 1H), 8,52 (s, 1H), 8,61 (s, 1H).

Cranus 2: 4-[3-(1-metmin-1H-nupa3on-4-wn) mupa3us-2 -1l | aHHIHH

VYka3aHHOE COeIMHEHHE TOJTydalll IyTeM B3aUMOJCHCTBUS MTPOMEXYTOUHOTO COCIUHEHHMS, MTOy4EHHOTO
Ha crazuu 1 (150 mr, 0,77 MMoIB), C TMHAKOJIOBBIM 3(upoM 4-amuHo(eHna00opoHoBoOH kuciots! (203 mr, 0,92
MMOJNB) C TmpuMeHeHueM 2 M pactBopa kapOonara wHatpus (1,2 wr, 2,31 MMomb) u  TeTpa-
kuc(tpudpenmnpocoun)namanus (0) (89 mr, 0,07 mmoins) B 1,4-nuokcane (2,3 mur) npu 90°C coracHo croco-
Oy, ONMCaHHOMY Ha CTaIMH | MOJTyYeHHs IPOMEKYTOYHOTO COEANHEHUs 1, mory4danu 86 Mr MpoayKTa;

'H SIMP (300 MI'ty, IMCO-dy) 8 3,78 (s, 3H), 5,43 (s, 2H), 6,60 (d, J=8,4 ', 2H), 7,17 (t, J=8,1 ', 3H),
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7,74 (s, 1H), 8,41 (d, J=9,3 I'y, 2H).
IMpomexyrounoe coeaunenue 24. 1-{4-[3-(4-amuHoeHnT)MUpa3HH-2 -1 | IUIepa3uH- | -1} ’TaHOH
YO
N

[Nj NH,
ST
(_N

Cranus 1: 1-[4-(3-xJ10pTHpa3uH-2-WIT)IUIIEPA3HH- | -UJT |3 TaHOH

)
()
A Cl

VYka3aHHOE COCIMHEHHE MOJyJaIn IIyTeM B3auMmopencTBus 2,3-muxnopnupazuHa (300 mr, 2,01 MMomb) ¢
1-anerunmunepasunoM (258 mr, 2,01 MMoJIb) ¢ TpuMeHeHneM KapOoHata kanus (278 mr, 2,01 MMonb) B aneTo-
Hutpuie (20 mir) mpu 100°C cornacHo crioco0y, OMMcaHHOMY Ha CTaauu 1 TOIydeHns! TPOMEKYTOYHOTO COE/IU-
HEeHHUs 7, Hody4anu 247 Mr NpoayKrTa;

'H SIMP (300 MI'u, CDCl3) & 2,15 (s, 3H), 3,44 (wmp.s, 4H), 3,64 (wmp.s, 2H), 3,77 (mup.s, 2H), 7,94 (s,
1H), 8,13 (s, 1H).

Cramus 2: 1-{4-[3-(4-auTpodeHnn)nupa3suH-2 - |Tunepa3H- 1 -1 } STaHOH

\FO
N
(J o,
L
(N

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MIPOMEXYTOUHOTO COCOMHEHHMS, MTOIYyIEHHOTO
Ha ctaguu 1 (200 mr, 0,83 MMOIIB), ¢ TUHAKOJIOBBIM PUPOM 4-HUTPOHEHUIOOPOHOBON KUCIOTHI (248 mr, 0,99
MMOJTb ) c MIPUMEHEHHUEM kapOoHaTa KaJust (344 MT, 2,49 MMOJTb) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (34 mr, 0,04 mmonp) B cmecu JIMCO u Bozs! (12 mur,
3:1) mpu KT cornacHo cnioco0y, onMCaHHOMY Ha CTaauH | MOJIyYeHUsT IPOMEXYTOUYHOTO COeIUHEHHUs 1, momy-
gaiu 127 Mr npoayKTa;

'H SIMP (300 MI', CDCL3) & 2,08 (s, 3H), 3,15-3,26 (m, 4H), 3,48 (mmp.s, 2H), 3,61 (ump.s, 2H), 8,15 (t,
J=8,7 ', 3H), 8,30 (t, J=8,7 I';, 3H).

Cranus 3: 1-{4-[3-(4-aMuHOpeHMWT)IMPa3HH-2 -1 |THIIEpa3UH- | -1} 3TaHOH

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIECHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYyYEeHHOTO
Ha cragun 2 (100 mr, 0,30 MMOIB), ¢ IpUMEHEHHEM TOPOIIKa Jkene3a (85 mr, 1,52 MMOJIB) M XJIOpHIa aMMOHUS
(163 mr, 3,05 MMonb) B cMecH 3TaHona 1 Boasl (18 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTajguu 4 moiy-
YEeHUsI IPOMEKYTOUHOTO COCUHEHNUS 9, oTydanu 87 MI MPOAYKTa;

'H SIMP (300 MI'ty, IMCO-de) & 1,98 (s, 3H), 3,06 (ump.s, 4H), 3,47 (ump.s, 4H), 5,46 (s, 2H), 6,62 (d,
J=8,4 T, 2H), 7,70 (d, J=8,4 Ty, 2H), 8,03 (s, 1H), 8,12 (s, 1H); UDP-MC (m/z) 298 (M+H)".

[Ipomexyrounoe coequaenue 25. 5-[3-(4-amuHodermn)nupa3un-2-ui]- 1 -metunnupuaud-2(1 H)-on

o

i N
Z NH;

-

N
(N
Cramus 1: 1-metnn-5-(4,4,5,5-terpamer-1,3,2-qrokcadoposan-2-win)mupuant-2( 1 H)-ox

(N
S

o] B'O

B nepememmBaemyto cycnensuto 5-6pom-1-metmmupunus-2(1H)-ona (470 mr, 2,49 MMorb), anerara Ka-
s (736 mr, 7,49 MMonb) u Ouc(nmHakonaro)andopa (952 mr, 3,74 MMoInb) B 1era3upOBaHHOM MOJIMATUIICHT -
mukosie 400 (15 mu) mo6asmsum [1,1'-6uc(audennndocduno)-peppouen]muxnopnamnanuii (II) (204 mr, 0,24
mmons) nipu KT. [onyuennyio cycrieH3uio nepeMemmnBany B reueHue 3 4 npu 80°C. Peakimonnyro cmech 0x-
naxknanu 1o KT, paz6asmsn strmaneratom (100 M) u mpombiBasid Bogo# (100 MiT), 3aTeM CONIEBBIM PaCTBOPOM
(100 mur). KoHmieHTprpOBaIy OpraHMYeCcKUid CJIOW M OYHINATH TMOJyYEeHHBIH OCTATOK IyTeM KOJIOHOYHOH (hIId1i-
xpoMmaTtorpaduu ¢ mosydeHueM 160 Mr THTYJIEHOTO TIPOIYKTA;

'H SIMP (300 MI'n, CDCl3) & 1,30 (s, 12H), 3,54 (s, 3H), 6,53 (d, J=9,3 T, 1H), 7,60 (d, J=9,0 T'u, 1H),
7,75 (s, 1H); XUAJI-MC (m/z) 236 (M+H)".
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Cranus 2: 1-metnn-5-[3-(4-autpodenmn)nupazut-2-wi | mupuaus-2(1 H)-on
o

(N

P NO,

-

N
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YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
MOJTydeHus1 mpoMexxyTodHoro coeauaenus 11) (90 mr, 0,38 MMOIB) C TPOMEKYTOUYHBIM COCTUHEHHEM, TIOTY-
geHHpIM Ha ctaauu 1 (100 mr, 0,42 MMonb), ¢ mpuMeHeHneM kapOoHaTa kamws (176 mr, 1,27 mmons) u [1,1'-
ouc(audennndocduno)dpeppoueH|auxnopnamiagus (II) (35 mr, 0,04 mmons) B cmecn JIMCO u Boasr (12 mu,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] MPOMEXYTOUYHOTO COeAMHEeHus 1, momy-
yanu 63 Mr nMpoayKTa.

'H SIMP (300 MI', CDCl3) & 3,59 (s, 3H), 6,40 (d, J=9,3 I', 1H), 7,08 (d, J=9,6 I'n, 1H), 7,78 (d, J=8,7
I'y, 2H), 7,86 (s, 1H), 8,28 (d, J=8,7 I'y, 2H), 8,61 (s, 2H).

Cramus 3: 5-[3-(4-amuHO Qe MUpasuH-2-ui|- 1 -meTmwmupuana-2(1H)-on

VYkazaHHOE COCIMHEHHE TOJyYald ITyTeM BOCCTAHOBJICHHUS MPOMEXYTOYHOTO COCAWHEHHUS, MOTYyICHHOTO
Ha ctaguu 2 (160 mr, 0,51 MMoIB), C MPUMEHEHNEM TIOpoIKa kenes3a (145 mr, 2,59 MMomb) 1 XJI0pHIa aMMO-
Hus (278 wmr, 5,19 MMoub) B cMecr 3taHoisia i Boabl (18 mur, 5:1) cormacHo crmoco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS TIPOMEKYTOUHOTO COSTUHEHHS 9, MOIyqann 93 MT MpoayKTa;

'H SIMP (300 MI', CDCly) & 3,44-3,58 (m, 3H), 6,38-6,42 (m, 1H), 7,04 (d, J=7,5 'y, 1H), 7,14 (d, J=8,7
I'y, 1H), 7,26 (s, 1H), 7,42 (d, J=8,1 I'y, 2H), 7,50-7,53 (m, 1H), 7,78 (ump.s, 1H), 8,45-8,56 (m, 2H).

ITpomexyrouHoe coeaunenue 26. 4-[3-(4-Xnopdenwn)nupaznd-2-ui]-2-hTopaHUINH

Cl

O F

NH,
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(N

VYka3aHHOE COeIMHEHHE MOIyYalld IyTeM B3auMOJCUCTBHS 2-XJI0p-3-(4-xiophenmn)nupasuna (cragus |
MOJTydeHust TpoMexyrounoro coemuHenus 1) (300 mr, 1,33 MMoib) ¢ NMUHAKOJOBBIM 3(pupoM 4-aMHUHO-3-
dbropdernndoponoBoit kucots! (380 Mmr, 1,63 MMOJIB) ¢ MpUMEeHEHHEM KapOonaTta kanus (552 mr, 3,99 MMoIb)
u [1,1'-ouc(mudennndochuno)dpeppounet|auxnopnamianus (1) (109 mr, 0,13 Mmmons) B cmecu JIMCO u Boab!
(20 ™M, 3:1) mpu KT cormacHo crioco0y, onmMcaHHOMY Ha CTaanud | TOTydeHHUs IPOMEKYTOUYHOTO COSTUHEHHS 1,
nosrydany 196 Mr nmpoaykra;

'H SIMP (300 MI', CDCl3) & 3,85-3,89 (m, 2H), 6,82-6,86 (m, 1H), 7,03 (d, J=7,2 'y, 1H), 7,21-7,31 (m,
3H), 7,42 (d, J=8,4 ', 2H), 8,56 (s, 2H).

[TpomexyrouHoe coequnenue 27. 4-[3-(4-MetokcudeHmn)nupa3nH-2-ui1 |aHINH

~o
hEe
(N
Cranus 1: 2-(4-meTokcudenmn)-3 -(4-HuTpodeHmI) Iupasny
~o

A~
LN

VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJ0p-3-(4-HUTpodenun)nupasnuna (craaus 1
MOJTydeHHUsT MpoMexyToanoro coenuuerus 11) (300 mr, 1,28 Mmons) ¢ 4-MeTokcH()EHHITOOPOHOBOM KUCIOTON
(235 wmr, 1,54 mMMonb) C TpHUMEHEHHWEM MoOHoruapata kapOonata Hatpus (410 mr, 3,86 mMmomp) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (47 mr, 0,06 mmoinp) B cmecu JIMCO u Bozs (10 mur,
3:1) mpu KT cornacHo cnioco0y, ONMCaHHOMY Ha CTaauM | MOJIyYeHUsT IPOMEXYTOUYHOTO COeAUHEHUs 1, momy-
gau 298 MT IpoyKTa;

'H SIMP (300 MI', CDCl3) & 3,82 (s, 3H), 6,85 (d, J=8,7 I'u, 2H), 7,37 (d, J=8,1 I'ri, 2H), 7,66 (d, J=8,1
I'y, 2H), 8,19 (d, J=8,7 I'y, 2H), 8,64 (d, J=10,2 ', 2H).

Cranus 2: 4-[3-(4-MeTokcnpeHNIT)THpa3uH-2-1IT |aHINH

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIEHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYy4EeHHOTO
Ha ctamuu 1 (277 mr, 0,90 MMoIIB), ¢ IPUMEHEHHEM MopoIIka kene3a (151 mr, 2,70 MMOJIB) ¥ XJIOpHIA aMMO-
Hus (482 wmr, 9,13 MMonb) B cMecu 3tanona U Bojs! (10 mi, 3:1) corsacHo criocoOy, onmcaHHOMY Ha ctaauu 4
MOIY4EHHUs IPOMEXYTOUHOTO coeAnHeHNd 9, noxydanu 199 mr npoaykra;

'H SIMP (300 MTI'n, JIMCO-de) & 3,76 (s, 3H), 5,37 (s, 2H), 6,45 (d, J=8,7 I', 2H), 6,89 (d, J=8,1 I';, 2H),
7,10 (d, J=8,1 I', 2H), 7,37 (d, J=8,7 I'y, 2H), 8,49 (d, J=10,2 I'y, 2H).
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[Mpomexyrounoe coeaunenue 28. 4-[5-(4-Oropdennn)-3-(rpudropmeriin)-1 H-nupason-1-un]anunma
F

ONHZ
7N
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F30
Cranus 1: 4,4,4-tpudrop-1-(4-propdpennn)oyran-1,3-1non

o 0o

/©)u\CF3
F

VYka3aHHOE COEAMHEHHUE IOJIydalH IMyTeM B3auMojeicTBus 4-dropanerodenona (2,1 r, 15,23 mmoins) ¢
stunTpudTopanerarom (2,0 ma, 16,79 Mmmons) ¢ mpumeHenueM Mmetokcuna Hatpus (25% B CH;0H, 1,14 mo,
18,2 MMOJIB) B METHII-TPET-OyTHIIOBOM 3dHpe (4,5 MIT) COrfIacHO Croco0y, ONMMCaHHOMY Ha CTaauu | MmoaydeHus
MIPOMEXYTOUYHOTO COoequHEeHMsI 22, mosrydainu 2,10 T mpoayKTa;

'H SIMP (300 MT'i, CDCl3) 8 6,53 (s, 1H), 7,10-7,26 (m, 2H), 7,95-8,01 (m, 2H).

Cramus 2: 5-(4-propdenmn)-1-(4-autpodenmn)-3-(tpudropmerin)- 1 H-mupazon

F
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VYka3aHHOE COEIMHEHHE TOJTydalll IyTeM B3aUMOJCHCTBUS MIPOMEXYTOUYHOTO COCIUHEHHMS, MTOyYEHHOTO
Ha cragum 1 (1,02 1, 4,35 MModb), ¢ 4-HUTpOodeHMITHApPA3sHHOM (667 MT, 4,35 MMoIb) B 2,2,2-TpuTOpITaHOIE
(10 M) cormacHo crmoco0y, ONMMCAaHHOMY Ha CTAIuU 2 MOJYYCHHUS MPOMEKYTOYHOTO COSTUHEHHS 22, MOITyJIaan
613 MT IpoayKTa;

'H SIMP (300 MT'u, CDCl3) 8 6,77 (s, 1H), 7,10 (t, J=8,4 T'i, 2H), 7,23 (t, J=4,8 I'u;, 2H), 7,50 (d, J=8,7 T'y,
2H), 8,24 (d, J=8,4 ', 2H).

Cramus 3: 4-[5-(4-propdenmn)-3-(tpudTopmeriun)- 1 H-nmupazon- 1 -wi|anmmma

VYka3aHHOE COeIMHEHHE MOIyJald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IOIYyYEHHOTO
Ha ctaanu 2 (511 mr, 1,59 MMoub), ¢ IpEMEHEHHEM IOpOoIIKa Keje3a (266 mr, 4,77 MMOJIb) U XJIOpUAa aMMO-
Hus (850 mr, 15,90 MmMonb) B cMecu ataHona u Boasl (10 mit, 3:1) coracHo crioco0y, OnMcaHHOMY Ha cTaguu 4
MOIY4EHUs IPOMEXYTOYHOTO COeAnHEHNd 9, noay4danu 314 Mr npoaykra;

'H SIMP (300 MI'ty, IMCO-de) & 5,48 (s, 2H), 6,53 (d, J=8,4 T'u, 2H), 6,95 (d, J=8,7 ', 2H), 7,10 (s, 1H),
7,21-7,26 (m, 2H), 7,30-7,33 (m, 2H).

[Ipomexyrounoe coequaenue 29. 4-[5-(2-Xnopdenwnn)-3-(tpudropmernin)- 1 H-mupa3zosn- 1 -ui]anummH

cl ONHz
7 N
=N

FsC
Cranus 1: 1-(2-xnmopdennn)-4,4,4-rpudropoyran-1,3-1uoH
00

Cl

VYkazaHHOe COeMHEHHE TOIydJald IMyTeM B3anmoaehcTBus 2-xmoparerodenona (1,10 r, 7,11 mmoms) ¢
stunTpudTopanerarom (929 mxim, 7,82 MMoib) ¢ IpuMeHeHHEM MeTokcuna Hatpus (25% B CH;0H, 1,84 mu,
8,53 MMoIb) B MeTHI-TpeT-OyTriioBoM 3¢dupe (10 MiI) corstacHoO crmoco0y, OMMCAaHHOMY Ha CTaauu | moTydeHHs
MIPOMEXYTOUYHOTO coequHeHmsI 22, mosrydanu 1,05 T mpoaykra;

'H SIMP (300 MTI'y, CDCl3) & 6,57 (s, 1H), 7,32-7,49 (m, 3H), 7,67 (d, J=7,5 ', 1H).

Cramus 2: 5-(2-xnopdenmn)-1-(4-autpodenmnn)-3-(tpudropmernin)- 1 H-nmupazon

cl /©,N02
7N
=N

FoC

YkazaHHOE COEAMHEHHE MOydal IIyTeM B3anMOJEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOIYyICHHOTO
Ha ctaguu 1 (1,12 r, 4,86 MMoib), ¢ 4-autpodenmrunpasuaom (745 mr, 4,86 mMois) B 2,2,2-TpudropaTaHorne
(10 M) cormacHo croco0y, OMMCAHHOMY Ha CTaAWU 2 TOJYYEHUs IIPOMEKYTOYHOTO COSIMHEHNUS 22, TIOITydain
813 Mr mpoaykTa;

'H SIMP (300 MI'u, CDCL3) & 6,80 (s, 1H), 7,25 (s, 2H), 7,35-7,47 (m, 4H), 8,16 (d, J=9,3 I'ny, 2H).

Cranus 3: 4-[5-(2-xnoppennn)-3-(tpudropmerin)- 1 H-nmupazon-1-mn]anunmn

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIECHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYy4EeHHOTO
Ha ctaguu 2 (709 mr, 1,93 MMoIb), ¢ MpUMEHEHHEM TIOpoIKa kene3a (323 mr, 5,79 MMomb) 1 XJI0pHIa aMMO-
aus (1,33 1, 19,32 MMonp) B cMecu dTaHona 1 Boasl (10 mu, 3:1) cormacHo croco0y, onmMcaHHOMY Ha ctaauu 4
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MOIY4EHUs IPOMEXYTOYHOTO COeAUHEHN 9, moaydanu 412 Mr npoaykra;

'H SIMP (300 MI'ty, IMCO-de) & 5,38 (s, 2H), 6,44 (d, J=8,7 T'u, 2H), 6,88 (d, J=8,7 ', 2H), 7,03 (s, 1H),
7,40-7,51 (m, 4H); XUAJ-MC (m/z) 338 (M+H)".

IIpomexyrounoe coequaenne 30. 4-[3-(2-XmopheHmn)MTupuInH-2 -1 | aHATHH

cl ® NHz

N
Cramus 1: 3-(2-xnopdenmn)-2-(4-HuTpodheHUT ) TAPUIAH
O NO>
Cl
N -
YkazaHHOe COeNMHEHHE TOyday IMyTeM B3aMMOACHCTBUS 3-OpoM-2-(4-HUTPOPEHIT)TUpUINHA (CTaTUs
1 mosrydeHus mpoMexkyTouHoro coeamnenus 14) (250 mr, 0,89 MMoib) ¢ 2-xJ10pPEHMITIOOPOHOBOI KHCIOTOH
(209 wmr, 1,34 w™mMmonp) ¢ mpuMeHeHWeM kapOonata kKamms (371 wr, 2,69 wmmons) u  [1,1-
ouc(audennndochuno)dpeppoueH|auxnoprnamiagus (II) (73 mr, 0,08 mmons) B cmecn IMCO u Boasr (12 mu,
3:1) mpu KT cornacHo crioco0y, onucaHHOMY Ha CTaauH | TOJTydeHus] IPOMEXYTOUYHOTO COeAMHEHus 1, momy-
yanu 193 mr npoaykra;
'H SIMP (300 MI'n, IMCO-dg) & 7,40-7,62 (m, 7H), 7,86 (d, J=7,8 I'n, 1H), 8,11 (d, J=9,0 T'u, 2H), 8,79
(d, J=3,0 I'u, 1H).
Cramus 2: 4-[3-(2-x10pheHIT) TUPUITH-2 - 1T |aHUITAH
VYkazaHHOE COCIMHEHHE IOJTyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXKYTOYHOTO COSAMHEHHUS, MOIYyICHHOTO
Ha ctaguu 1 (184 mr, 0,59 MMoIB), C MPUMEHEHNEM TIOpOITKa xkene3a (165 mr, 2,96 MMOIb) 1 XJIOpHIa aMMO-
Hus (316 mr, 5,92 MMoib) B cMecr 3TaHosia i Boabl (12 mu, 3:1) cormacHo crmoco0y, OMMcaHHOMY Ha cTamuu 4
TIOJY9YEHHUS TIPOMEXYTOYHOTO COSANHEHNA 9, momydanu 127 Mr mpoayKTa;
'H SIMP (300 MI'u, IMCO-dg) & 5,17 (s, 2H), 6,31 (d, J=8,4 T, 2H), 6,94 (d, J=7,8 I'u, 2H), 7,23-7,32
(m, 4H), 7,40-7,43 (m, 1H), 7,60 (d, J=7,5 T'u, 1H), 8,58 (s, 1H).
IMpomexyrounoe coequnenue 31. 4-[3-(2-MerundeHnmn)nupa3uH-2-ni|aHuInH

HaCNHZ

(N
Cramus 1: 2-(2-metundennn)-3-(4-auTpodeHrIT) TUpasuH

LN
YkazaHHOe COeMHEHUE MOTyJalld IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHusl MpoMekyTodHoro coequaerust 11) (309 mr, 1,28 MMoIIb) ¢ 0-TOMYHIOOPOHOBOM KHcaoToM (210 mr,
1,54 wmmomb) ¢ TpUMEHEHWEM MOHOTHApara kapOonara wnatpus (410 wmr, 3,86 mmoms) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (47 mr, 0,06 mmoinb) B cmecu JIMCO u Bozp (10 mur,
3:1) mpu 100°C cormacHo crioco0y, OMUCAHHOMY Ha CTaJuH | TOJIYYEeHHs IPOMEKYTOUHOTO COeTUHEHUs 1, To-
JIydanmu 258 Mr NpoayKrTa;
'H SIMP (300 MI'u, CDCl3) & 2,01 (s, 3H), 7,20-7,33 (s, 4H), 7,58 (d, J=8,7 T'u, 2H), 8,10 (d, J=9,0 I'n,
2H), 8,71 (s, 2H); XUAJ-MC (m/z) 292 (M+H)".
Cranus 2: 4-[3-(2-MeTmindeHmT)Iupa3uH-2-1I |aHUIAH
Yka3zaHHOE COCIMHCHUEC IMOJyYaIH ITyTEM BOCCTAHOBJICHHUS MPOMEKYTOYHOTO COCAMHCHUS, MOTYICHHOTO
Ha ctaguu 1 (223 mr, 0,76 MMOITB), C MPUMEHEHNEM TIOpoITKa kene3a (128 mr, 2,29 MMomb) 1 XJI0pHIa aMMO-
Hus (410 mr, 7,65 MMoub) B cMecH 3TaHosia i Boabl (10 mur, 1:1) cormacHo crmoco0y, omMcaHHOMY Ha cTamuu 4
TIOJY9YEHHUS TIPOMEXYTOUHOTO COeANHEHNA 9, momy4danu 153 Mr mpoaykra;
'H SIMP (300 MTI'n, JIMCO-de) & 1,89 (s, 3H), 5,36 (s, 2H), 6,36 (d, J=8,4 I'n, 2H), 7,03 (d, J=8,1 ', 2H),
7,20-7,27 (m, 4H), 8,52 (s, 1H), 8,61 (s, 1H); XMAJI-MC (m/z) 262 (M+H)".
[Ipomexyrounoe coequaenue 32. 4-[3-(4-Metwmunepa3uH- 1 -mn)mupa3uH-2-1i |aHuIAH
|
N

S
O
(N
Cranus 1: 2-xm0p-3-(4-MeTnnnunepasus- 1 -un)nupasny
I
()
N
NJ\,Cl
(N
VYkazaHHOe COeMHEHUE MOTyJalld ITyTeM B3auMoaencTBus 2,3-muxnopnupasuna (1,0 v, 6,71 Mmois) ¢ N-
Metwmurepasuaom (988 mr, 9,86 Mmmons) B aierorutpuite (25 mi) nmpu KT cornmacHo crioco0y, onmrcaHHOMY Ha
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cTaauu | monydeHus MpoMeKyTOYHOTO COeTMHEHUS 7, Toayyanu 658 MI MpOoayKTa;
'H AIMP (300 MTI';, CDCly) 6 2,40 (s, 3H), 2,58-2,65 (m, 4H), 3,52 (s, 4H), 7,86 (d, J=2,1 ', 1H), 8,09 (s,
1H).
Cramus 2: 2-(4-metunnunepasus- 1 -um)-3-(4-HuTpodeHn ) mupa3uH
[
N

() o,
o
(N
VYkazaHHOE COeAMHEHHE IMOydald IIyTeM B3anMOJEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOTYyICHHOTO
Ha ctaguu 1 (300 mr, 1,41 MMOB), ¢ TUHAKOJIOBBIM 3PHUPOM 4-HUTPODEHUIOOPOHOBON KUCIOTHI (422 mr, 1,69
MMOJI) C TpUMEHeHWeM KapOoHata kamusa (585 wr, 4,23 wmMmoms) wu  [1,1'-Ouc(mudenmi-
dhocouno)depponeH]muxmopnamtanus (I1) (58 mr, 0,07 mmons) B emecu JIMCO u Boas! (12 mi, 3:1) mpu 80°C
COTJIACHO CIOCO0Y, OTIMCAHHOMY Ha CTaauH | MONyYeHHs MPOMEKYTOUHOTO coenuHeHus 1, momydanu 208 mr
TIPOYKTA;
'H SIMP (300 MI'n, CDCl5) 8 2,38 (s, 3H), 2,53 (s, 4H), 3,30 (s, 4H), 8,12-8,21 (m, 4H), 8,32 (d, J=8,7 I',
2H).
Cranus 3: 4-[3-(4-MeTmimunepa3ut- 1 - nupa3uH-2-1il | aH UITHH
VYka3aHHOE COeIUMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IMOIYyYEHHOTO
Ha ctaanu 2 (200 mr, 0,66 MMOIIB), ¢ TIPEMEHEHHEM TopoluKa xenes3a (186 mr, 3,34 MMoup) U XJ0pUAa aMMo-
Hus (358 wmr, 6,68 MMomb) B cMecH 3TaHosa U Bojp! (18 mi, 5:1) corsacHo criocoOy, onmcaHHOMY Ha ctaguu 4
MOJTyYEHHUS IPOMEKYTOUYHOTO COSTUHEHHS 9, moydanu 129 Mr npoaykra;
'H SIMP (300 MT', CDCl3) § 2,41 (s, 4H), 2,60 (s, 4H), 3,34 (s, 3H), 3,85 (ump.s, 2H), 6,73 (d, J=8,7 I’y
2H), 7,74 (d, J=7,8 'y, 2H), 8,01 (s, 1H), 8,12 (s, 1H); XUAI-MC (m/z) 270 (M+H)".
IIpomexyrounoe coequaenue 33. 4-[3-(4-Dtunnunepasu- 1 -un)nupa3uH-2 -1 |aHTHH

N

[D‘\]D,NHZ
N
N
Cragus 1: 2-xsop-3-(4-sTunnunepasus- 1 -un)nupasux
\
N
[N] cl
VYkazaHHOe COeMHEHNE MOTyJalld IyTeM B3auMoaencTBus 2,3-muxnopnupasuna (1,0 v, 6,71 Mmmois) ¢ N-
stunnunepasutom (1,13 r, 9,86 MMob) B arfeTroHuTpHie (25 MIT) COrsIacHO COCo0y, ONMCAaHHOMY Ha cTaguy |

TOTyYeH s TIPOMEKYTOIHOTO COeTMHEHHs 7, mosydanu 958 mr npoaykra; UDP-MC (m/z) 227 (M+H)'.
Cranus 2: 2-(4-3tunnunepasus- 1 -ui)-3-(4-HuTpoeHu ) pasny

N

[mNoz
N
LN

VYkazaHHOE COeAMHEHHE IMOyJal ITyTeM B3anMOJIEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOTYyICHHOTO
Ha ctaguu 1 (300 mr, 1,32 MMOIIB), ¢ TUHAKOJIOBBIM 3PHUPOM 4-HUTPODEHUIOOPOHOBON KUCIOTHI (396 Mr, 1,59
MMOJI) C TpUMEHeHWeM KapOonata kamusa (549 wr, 3,97 wmMmoms) wu  [1,1'-Ouc(mudenw-
¢docouno)peppouen]quxnopnamiagus (11) (54 mr, 0,06 mmoins) B cmecu JIMCO u Bozst (12 mi, 3:1) npu 80°C
COTJIACHO CTIOCO0Y, ONMMCAaHHOMY Ha CTaguM | MOJydeHHs MPOMEXYTOYHOTO coequHeHus 1, momydanu 196 mr
TPOJYKTA;

'H SIMP (300 MI', CDCl3) & 1,14 (t, J=8,4 I', 3H), 2,49-2,56 (m, 6H), 3,31 (s, 4H), 8,10-8,22 (m, 4H),
8,30 (d, J=8,4 ', 2H); XUAJI-MC (m/z) 314 (M+H)".

Cramus 3: 4-[3-(4->Tunmurnepasv- 1 -un) mupa3uH-2 -1 |aHUTHH

VYkazaHHOE COCIMHEHHE TOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COSAMHEHHUS, MOTYyICHHOTO
Ha ctaguu 2 (190 mr, 0,60 MMOITB), C MPUMEHEHNEM TIopoIlka xkene3a (169 mr, 3,03 MMOIb) 1 XJIOpHIa aMMO-
Hus (324 mr, 6,06 MMoIb) B cMecH dTaHoiia i Boabl (18 mur, 5:1) cormacHo cmoco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, momydanu 108 Mr mpoaykra;

'H SIMP (300 MI', CDCl3) & 1,13 (t, J=6,9 ', 3H), 2,48-2,57 (m, 6H), 3,30 (s, 4H), 3,83 (ump.s, 2H),
6,72 (d, J=7,8 Ty, 2H), 7,73 (d, J=8,4 T, 2H), 7,98 (s, 1H), 8,09 (s, 1H); XUAJI-MC (m/z) 285 (M+H)".

[Mpomexyrounoe coeannenune 34. 4-(2-(4-XnopdeHun)mupuanH-3-1i1)aHUITIH

Cl

N O NH;

(~
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Cranus 1: 3-6pom-2-(4-x110p HeHNIT)TUPUINH

N\Br

(~

VYka3aHHOE COEAMHEHHUE TIONTydaly IyTeM B3auMoaeicTBus 2,3-nmubpommupununa (803 mr, 3,39 Mmois) ¢
4-xnopdenundoponoBoii kucioroit (530 mr, 3,39 mMmonb) ¢ nmpumeHeHnem kapOoHara Harpus (1,06 r, 10,16
mmonb) 1 [1,1'-6nc(audennndocduno)dpeppoueH|muxnopnamtagus (II) (124 mr, 0,17 mmoins) B cmecu JIMCO u
Bozbl (10 mur, 1:1) cormacHo crmocoOy, OMMCaHHOMY Ha CTaaud | MOIydeHHs MPOMEXYTOYHOTO COCITUHEHUS 1,
nmoJrydainy 378 MT MpoayKTa;

'H SIMP (300 MI', CDCly) & 7,12-7,19 (m, 1H), 7,43 (d, J=8,7 T'u, 2H), 7,63 (d, J=8,4 T'u, 2H), 7,99 (d,
J=7,8 Tu, 1H), 8,61 (d, J=4,5 T'n, 1H); XUAJ-MC (m/z) 268 (M)", 270 (M+2H)".

Cramus 2: 4-(2-(4-x10pheHIT) TUpUITH-3 - 1T )aHUTAH

VYka3aHHOE COeIMHEHHE TOJTydalll MyTeM B3aUMOJICHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOyYEHHOTO
Ha crazuu 1 (203 mr, 0,76 MMOJIB), C TMHAKOJIOBBIM 3(hUpoM 4-aMHHO(DEHUIOOPOHOBOH KUCIOTH (264 mr, 0,91
MMOJB) C TpUMEHeHHeM KapOonata Hatpus (238 wr, 2,27 wmmons) wu [1,1'-Ouc(mudenun-
¢docouno)pepponen]muxnopnamnanus (II) (28 mr, 0,04 mmons) B cmecun IMCO u Boast (10 mur, 4:1) mpu KT
COTJIACHO CIOCO0Y, ONMMCAaHHOMY Ha CTaguM | MOJTydeHHs MPOMEXYTOYHOTO coequHeHus 1, momydanu 137 mr
NPOJYKTa;

'H SIMP (300 MI'r, JIMCO-de) & 5,20 (s, 2H), 6,48 (d, J=8,1 T'i, 2H), 7,81 (d, J=8,1 ', 2H), 7,32 (s, 4H),
7,38-7,42 (m, 1H), 7,72 (d, J=7,2 Tu, 1H), 8,56 (s, 1H); XUAA-MC (m/z) 281 (M+H)".

[Ipomexyrounoe coequaenue 35. 4-(4-(4-Xn0pheHmn) MTupHuInH-3 -1T)aHUTHH

cl

NHZ

[ .

N
Cranus 1: 3-6pom-4-(4-x10p heHNIT)TUPUINH

VYkazaHHOe COeIUHEHHE MOTydalld IMyTeM B3auMozecTBus 3,4-qudpommmupuanna (1,02 t, 4,30 Mmodb) ¢
4-xnopdenmnbopoHoBoii kuciotor (673 wmr, 4,30 MMosip) ¢ mpuMeHeHHeM kapOonara uesus (2,10 T, 6,45
MMoutb) 1 [1,1'-0uc(mudenmndocduno)deppomen]-muxmopnamiagus (1) (157 mr, 0,22 mmois) B cmecu [IMCO
1 Bozpl (20 M, 3:1) coryiacHO criocoOy, OMMCaHHOMY Ha CTaIuH | MONyYeHHS TPOMEKYTOUYHOTO COSTUHEHHS 1,
nmoJrydaiy 513 Mr mpoaykra;

'H SIMP (300 MI'u, CDCly) & 7,25 (d, J=6,9 'y, 1H), 7,37 (d, J=8,4 I', 2H), 7,44 (d, J=8,4 ', 2H), 8,54
(d, J=5,1 T, 1H), 8,81 (s, 1H); XUAI-MC (m/z) 268 (M)", 270 (M+2H)".

Cranus 2: 4-(4-(4-x10pheHnn) TUpHINH-3-11)aHUIHH

VYka3aHHOE COeIMHEHHE TOJTydall MyTeM B3aUMOJCHCTBUS MIPOMEXYTOUYHOTO COCIMHEHHMS, MTOyYEHHOTO
Ha crazuu 1 (251 mr, 0,93 MMonb), ¢ THHAKOJIOBBIM 3(upoM 4-amuHO(PeHHI00pOHOBOH KHcIoTH (326 M, 1,12
MMOJIB) c IIPUMEHEHUEM kapOoHara HaTpHs (294 MT, 2,80 MMOJIb) u [L,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (34 mr, 0,05 mmonp) B cmecu JIMCO u Bozs (10 mur,
4:1) nmpu KT cormacHo crioco0y, OMUCAaHHOMY Ha CTaJIuu | MONMydeHHs IPOMEKYTOUHOTO COSAMHEHHS |, TIOy-
gaiu 123 Mr npoaykra;

'H SIMP (300 MI'n, JIMCO-ds) & 5,20 (s, 2H), 6,47 (d, J=8,4 Ty, 2H), 6,79 (d, J=7,8 ', 2H), 7,20 (t,
J=8,4T'u, 2H), 7,33-7,41 (m, 3H), 8,51 (s, 2H).

[Ipomexyrounoe coequaenue 36. 4-(3-((2S,6R)-2,6-auMeTHIMOpHOTMHO )ITUPA3UH-2 -HIT ) aHUITIH

heg
N NH,
[
Cramus 1: (2S,6R)-4-(3-xmoprimpasuH-2-mi)-2,6-TaMETHIMOPPOITHH
o}
kY
Cl
NI
(N
VYka3aHHOE COCJUHEHHE MOJyJaIn IIyTeM B3auMmoaencTBus 2,3-muxnopnupazuHa (200 mr, 1,34 MMonb) ¢

(2R,65)-2,6-mumermnmopdonuaom (186 mr, 1,61 mMmons) B mpucyrcTBum KapOonarta kamust (278 mr, 2,01
MMOJIB) B aueroHuTpuie (15 mir) cornacHo crnoco0y, ONMCaHHOMY Ha CTaauu | MOJTydeHHs MPOMEXYTOYHOTO
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COEIMHEHHs 7, mofryyanu 252 Mr IpoIyKTa;

'H SIMP (300 MI'u, CDCl3) 8 1,24 (d, J=5,7 'y, 6H), 2,64 (t, J=11,4 T'u, 2H), 3,85 (d, J=12,3 T'u, 4H), 7,88
(s, 1H), 8,10 (s, 1H); XUAZI-MC (m/z) 228 (M+H)".

Cramus 2: (2S,6R)-2,6-mumeTtmin-4-(3-(4-autpodeHnn) mupasuH-2-mi)MopHoTrH

o
7 o

Lo
LN

VYka3aHHOE COeIMHEHHE TOJTydald IyTeM B3aUMOJCHCTBUS MTPOMEXYTOUYHOTO COCIHHEHHMS, MTOy4EHHOTO
Ha ctaguu 1 (252 mr, 1,11 MMOIIB), C TUHAKOIOBBIM dPUPOM 4-HUTpOoPeHHITO0pOHOBOM KHCIOTHI (330 Mr, 1,33
MMOJIb) C TIpUMEHEHHeM KapOonaTta kamus (459 wmr, 3,32 mmonb) u komruiekca [1,1'-Ouc(mudenw-
(dhocouno)depporneH]muxmopnamianus (1) ¢ nuxmopmeranom (45 mr, 0,06 mmois) B cmecu IMCO u Boab! (12
M, 3:1) mpu 80°C coryacHo crmoco0y, ONMMCaHHOMY Ha CTaauH | MOJTydeHUS MPOMEKYTOYHOTO COeNUHEHUS 1,
MoJTyJaiy 228 MT MPOIyKTa;

'H SIMP (300 MI'u, CDCl3) & 1,11 (d, J=5,7 T, 6H), 2,55 (t, J=11,1 T'u, 2H), 3,41 (d, J=12,3 T, 2H),
3,64-3,68 (m, 2H), 8,10-8,22 (m, 4H), 8,32 (d, J=8,4 ', 2H).

Cranus 3: 4-(3-((2S,6R)-2,6-1umeTHIMOP ] OIMHO ) TUPa3HH-2 -1 ) aHHITHH

VYka3aHHOE COeIMHEHHE MOIydald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IMOIyYEHHOTO
Ha ctaguu 2 (215 wmr, 0,68 MMoIb), ¢ IprMeHeHHEM mopoinka xene3a (190 mr, 3,42 MMOJIB) U XJIOpHIA aMMO-
Hus (366 mr, 6,84 MMomb) B cMecH 3TaHosa U Bojpl (18 mi, 5:1) coryacHo criocoOy, onmcaHHOMY Ha ctaguu 4
MOJIYy4EHUs IPOMEXYTOUHOTO COeAnHeHNd 9, noay4danu 137 Mr npoaykra;

'H IMP (300 MTI'u, CDCl3) § 1,11 (d, J=6,3 T, 6H), 2,45 (t, J=12,3 T, 2H), 3,48 (d, J=12,3 T, 4H), 3,68
(mmp.s, 2H), 6,85 (d, J=7,8 T'n, 2H), 7,80 (d, J=7,8 'y, 2H), 8,03 (s, 1H), 8,11 (s, 1H); XUAA-MC (m/z) 285
(M+H)".

[Ipomexxyrounoe coequaenue 37. 4-(5-(2,4-Tuxnopdennn)-3-metni- 1 H-mupa3osn-1-un)anunuH

cl

cl /©/NH2
aa

=N

Cragus 1: 1-(2,4-quxnopdenmn)oyran-1,3-1uoH
00

Cl Cl

VYka3aHHOE COEAMHEHUE MOJTydalH IMyTeM B3auMoaecTus 2,4-quxnopanerodenona (1,03 r, 5,44 mmons)
¢ stumanerarom (2,1 mi, 21,7 MMoITB) B IpUCYTCTBUH ruapuaa Hatpus (60% (mac./mac.), 653 mr, 16,3 Mmoib) B
6e3BogaoM TI'® (10 MuT) corytacHo croco0y, OMMCAHHOMY Ha CTaJAuH | TIOTYIeHHUS MTPOMEKYTOTHOTO COCIHHE-
HUsA 22, monydanu 561 Mr npoaykra;

'H SIMP (300 MTI'ti, CDCl3) 8 2,19 (s, 3H), 6,04 (s, 2H), 7,32 (d, J=6,3 T'u, 1H), 7,45 (s, 1H), 7,55 (d, J=8,4
I'm, 1H).

Cramus 2: 5-(2,4-nmuxnopdenun)-3-meTui- 1 -(4-autpodennn)- 1 H-mupazon

cl

cl ONOZ
7N
=N

VYka3aHHOE COeTMHEHHE TOJIyYalli MyTeM B3aUMOJICHCTBUS MPOMEXYTOUHOTO COCHUHEHHS, TOIYIEHHOTO
Ha ctaauu 1 (503 mr, 2,17 MMoib), ¢ 4-HuTpodeHmruapasuaom (334 mr, 2,17 mmois) B 2,2,2-TpudTopITaHoie
(5,0 mu1) cormacHo criocoOy, ONMMCaHHOMY Ha CTaUH 2 MOIYYEHUs MPOMEKYTOUHOI'O COSANHEHUS 22, IOTydanu
498 Mr npofaykra;

'H SIMP (300 MI'n, IMCO-dg) & 2,32 (s, 3H), 6,55 (s, 1H), 7,41 (d, J=8,7 ', 2H), 7,56 (s, 2H), 7,74 (s,
1H), 8,22 (d, J=8,7 T'u, 2H); UDP-MC (m/z) 248 (M-H)".

Cranus 3: 4-(5-(2,4-nuxnopdenun)-3-merui- 1 H-nupazon-1-un)anuinn

VYka3aHHOE COeIUMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IMOIYyYEHHOTO
Ha craguu 2 (496 wmr, 1,42 MMoOITb), C MPUMEHEHNEM TIOpoITKa xene3a (238 mr, 4,27 MMOJb) U XJIOpHIa aMMO-
Hus (761 mr, 714,2 MmMoib) B cMecH dTaHona u Bousl (10 mut, 4:1) cornacHo criocoOy, onmMcaHHOMY Ha cTaaud 4
MOJTyYEHHUS IPOMEKYTOUHOTO COeTUHEHHS 9, momydanu 210 Mr mpoaykra;

'H SIMP (300 MI'n, IMCO-dg) & 2,25 (s, 3H), 5,21 (s, 2H), 6,30 (s, 1H), 6,43 (d, J=8,7 I';, 2H), 6,79 (d,
J=8,7Tu, 2H), 7,32 (d, J=7,8 T, 1H), 7,38-7,43 (m, 1H), 7,67 (d, J=9,9 ', 1H); UDP-MC (m/z) 318 (M+H)".
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ITpomexyrouHoe coeaunenue 38. 4-(3-(2-Xnop-4-dpropdeHun)mupasun-2-1i1)aHUIHH
F

cl 0 NH;
(N
Cranus 1: 2-(2-xsop-4-¢pTopdennin)-3-(4-HuTpodeHun)mupazu
F

O NO;
CI
LN

VYka3aHHOE COeIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus 1
MOJyYeHHUs poMexkyTouHoro coeaunaerus 11) (1,0 T, 4,24 mmons) ¢ 2-x10p-4-hTopheHImITO0pOHOBOM KHCIOTON
(888 mr, 5,09 Mmmonb) ¢ mpuMeHenueM kapbonara Hatpus (1,35 1, 12,73 mmons) u [1,1'-6uc(mudenmndocduno)-
tdeppoueH]muxnopnamaaus (I1) (151 mr, 0,21 mmomns) B cmecu JIMCO u Bonsr (20 mi, 3:1) cornmacHo cnoco0y,
OTIICAHHOMY Ha CTauy | MOJIy4eHHs MPOMEKYTOTHOTO coequHeHus 1, momydamu 1,14 r npoaykra;

'H SIMP (300 MTI'ti, IMCO-dg) & 7,37 (t, J=8,4 T'ui, 1H), 7,48 (d, J=9,0 ', 1H), 7,62 (d, J=8,4 I'u, 2H),
7,64-7,69 (m, 1H), 8,20 (d, J=8,7 T'u, 2H), 8,86 (d, J=11,4 T'u, 2H); XUAJI-MC (m/z) 330 (M+H)".

Cramus 2: 4-(3-(2-x10p-4-pTopdheHmn) mupa3uH-2-11)aHUIHH

VYkazaHHOE COCIMHEHHE IOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COCAWHEHHUS, MOTYyICHHOTO
Ha craguu 1 (1,1 T, 3,34 MMoIbB), ¢ MpUMEHEHHEM TTopoInKa xene3a (559 mr, 10,0 MMOJIb) U XJTOpHUIa AMMOHUS
(1,8 1, 33,36 MmMoub) B cMecH 3TaHoia 1 Boasl (50 mut, 5:1) cornacHo croco0y, onucaHHOMY Ha CTaauu 4 1oiy-
YeHUs IPOMEXKYTOYHOTO COEANHEHUS 9, moryuanu 732 Mr MpoyKTa;

'H IMP (300 MI'r, IMCO-ds) & 5,40 (s, 2H), 6,42 (d, J=8,4 T'u, 2H), 7,03 (d, J=8,4 I'n, 2H), 7,33 (t,
J=5,7Tu, 1H), 7,43-7,53 (m, 2H), 8,54 (s, 1H), 8,67 (s, 1H).

IMpomexyrounoe coeaunenue 39. 4-(3-(2-Orundenun)nupa3nH-2-ui)aHUIHH

hEo
(N
Cramus 1: 2-(2-x10p-4-pTopdenmn)-3-(4-auTpod eHuT)mupasuH
RG>
(N

YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MoJTydeHust mpoMexxyTodroro coexauaenus 11) (1,0 T, 4,24 mmoins) ¢ 2-3TiineHmIO0pOHOBOM KucioTon (764
mr, 5,09 wMMmoip) ¢ TOpuMeHeHWeM kapOonmata Hatpus (1,35 r, 12,73 wmwmoms) wu [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (II) (151 mr, 0,21 mmons) B ecmecu JIMCO u Boas! (30 mur,
3:1) cormacHo crioco0y, OMMCaHHOMY Ha CTaauu | MOYYEeHUS MPOMEKYTOUHOTO coenquHeHus 1, momydamm 1,23
T TIPOAYKTA;

'H SIMP (300 MI'u, IMCO-de) & 0,91 (t, J=7,5 ', 3H), 2,33 (q, J=7,5 'y, 2H), 7,16-7,20 (m, 2H), 7,29
(d, J=7,8 I'n, 1H), 7,35 (d, J=6,9 I', 1H), 7,60 (d, J=8,4 I', 2H), 8,13 (d, J=8,4 ', 2H), 8,83 (d, J=5,4 I';, 2H);
XUAI-MC (m/z) 306 (M+H)".

Cranus 2: 4-(3-(2-atrnndeHnn)nupa3uH-2-1il)aHuInH

VYka3aHHOE COeITMHEHHE MOIyJald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IOIYyYEHHOTO
Ha crazuu 1 (1,2 1, 3,93 MMoI1b), C IpUMEHEHHEM MOpoInKa xeie3a (658 mr, 11,8 MMoIIb) 1 XJIOpHIa aMMOHHUS
(2,11, 39,3 Mmmoub) B cMecH 3TaHoa 1 Bofpl (60 mit, 5:1) cormacHo cioco0y, OMMCaHHOMY Ha CTaauu 4 MmoJTyde-
HUS TIPOMEXYTOUHOTO COSAMHEHUS 9, morydanu 790 Mr mpoayKra;

'H SIMP (300 MTI'n, JIMCO-d) & 0,84 (t, J=7,5 T'm, 3H), 2,26 (q, J=7,5 T'u, 2H), 5,35 (s, 2H), 6,36 (d,
J=7,8 I'm, 2H), 7,05 (d, J=8,4 I'n, 2H), 7,17-7,34 (m, 4H), 8,51 (s, 1H), 8,61 (s, 1H); XUAA-MC (m/z) 276
(M+H)".

IIpomexyrounoe coequaenue 40. 4-(3-(4-(2-MeToKCUITHIN ) TUTIePa3HH- | -1T)TUpa3uH-2 1T )aHUITAH

>

N NH2
LG
Cranus 1: 2-x10p-3-(4-(2-MeTOKCHITII ) TUTIEpa3HH- | -WiT)TUpa3suH
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VYka3aHHOE COCIUHEHHE MOJyYaln IIyTeM B3auMmopencTBus 2,3-muxnopnupazusa (300 mr, 2,01 MMomb) ¢
runpoxiopuaoM 1-(2-metokcuyTrn)nunepasuna (364 mr, 2,01 MMonb) B mpucyTcTBUU KapOoHaTta Kamus (556
Mr, 4,03 MMoutb) B anleroruTpmiie (20 M) coriacHo croco0y, OMMMCaHHOMY Ha CTafud | MONydeHHS TPOMEXKY-
TOYHOTO COeTUHEHHS 7, momydanu 108 Mr mpoaykra;

'H SIMP (300 MI', CDCl3) & 2,68-2,73 (m, 6H), 3,37 (s, 3H), 3,52-3,62 (m, 6H), 7,85 (s, 1H), 8,09 (s,
1H); UDP-MC (m/z) 257 (M+H)".

Cramus 2: 4-(3-(4-(2-MeTOKCHATHIT ) TUTIEpa3WH- | -AJT)THpa3HH-2 -1 )aHUITTH

VYka3aHHOE COEIMHEHHE TOJTyJalll ITyTeM B3aUMOJAEIHCTBUS MPOMEXYTOUHOTO COCIMHEHHMS, MOIYyIEHHOTO
Ha crazuu 1 (100 mr, 0,39 MMoIb), ¢ TMHAKOIOBBIM 3¢ upoM 4-amuHO(DeHNIO00poHOBOH KucnoTs! (102 mr, 0,46
MMOJNB) C TOpuMeHeHmeM kapOonara kamus (161 wmr, 1,17 wmmoms) wu  xommiekca [1,1'-
ouc(audennndocuno)dpeppoueH|auxnopnawiagus (1I) ¢ guxmopmeranom (16 mr, 0,02 MMonb) B cMmecH
JAMCO u Bozsr (12 M, 3:1) corytacHO croco0y, ONMCaHHOMY Ha CTAAWHU | MONMydeHHs! IPOMEXYTOYHOTO COCIH-
HeHusd |, noxydanu 98 Mr npoaykra;

'H SIMP (300 MI'u, CDCl5) & 2,19-2,23 (m, 2H), 2,64-2,72 (m, 6H), 3,32-3,36 (m, 7H), 3,60 (mup.s, 2H),
6,74 (d, J=8,4 I', 2H), 7,75 (d, J=8,4 I'y, 2H), 7,99 (s, 1H), 8,10 (s, 1H).

IIpomexyrounoe coemuuenue 41. 1-(4-(3-(4-AMuHOPEHWT)TUPAZUH-2-HT)-3-METHITTUTIEPA3UH- | -1T)3Ta-
HOH

g
N
/[N] NH,
Lo
(N
Cramus 1: 1-(4-(3-xnopnupasuH-2-ui)-3-Me THIHUIepa3uH- | -1i1)ITaHOH
g
.
1
cl
N
(_N
VYka3zaHHOE COCAMHCHHE MONTYYaid MyTeM B3aumMojaehcTBus 2,3-muxioprnupasuna (100 mr, 0,67 MMonb) ¢
1-(3-meTnnnunepasun-1-mn)aranonom (119 wmr, 0,84 mMons) B npucyrcTBuM KapOoHarta nesus (437 wr, 1,34
MMOJIb) B arieToHuTpruie (5,0 Mi1) coryiacHo crmoco0y, OMMCAaHHOMY Ha CTaauH 1 MOSydeHUs MPOMEXYTOUHOTO
coeuHEHNS 7, Tonydany 46 Mr npoxaykTta; XUAL-MC (m/z) 255 (M+H)".
Cramus 2: 1-(3-metun-4-(3-(4-HUTpOPEHIT ) TUpa3HH-2 -1 ) TATIepa3uH- | -UT)3TaHOH
o
g

N

LJ o,
LT
L N
VYka3aHHOE COEIMHEHHE TOJTydalll IyTeM B3aUMOJICHCTBUS MTPOMEXYTOUHOTO COCIHHEHHMS, MTOy4EHHOTO
Ha ctaauu 1 (200 mr, 0,78 MMOIB), ¢ IMHAKOJIOBEIM 3(DUPOM 4-HUTPOHEHWIOOPOHOBOH KUCTOTHI (235 mr, 0,94
MMOJNB) C TpuUMeHeHmeM kapOonara kamus (326 wmr, 2,36 wmmoins) u  kommekca [1,1'-
ouc(audennndocuno)peppoueH|auxnopnamwiagus (1I) ¢ guxmopmeranom (32 mr, 0,04 MMonb) B cMecH
JAMCO u Bozsr (12 mi, 3:1) corytacHO crioco0y, ONMCaHHOMY Ha CTQAWHU | MONTydeHHs! IPOMEXKYTOYHOTO COCIH-
Henns 1, nomywann 219 mr npoxykra; XUAJI-MC (m/z) 342 (M+H)'.
Cramus 3: 1-(4-(3-(4-aMuHO D EHIIT)TUPA3UH-2-1JT)-3-METHITUTIEPAa3HH- | -HIT1)3TaHOH
VYka3aHHOE COCIUMHEHHE MONTydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 2 (200 mr, 0,59 MMOITB), C MPUMEHEHNEM TIOpoIKa kene3a (164 mr, 2,93 MMOIb) 1 XJIOpHIa aMMO-
aus (313 wmr, 5,86 MMoIb) B cMecH 3TaHosia i Boabl (18 mur, 5:1) cormacHo crmoco0y, omMcaHHOMY Ha cTamuu 4
MOTy4CHHS IPOMEKYTOTHOTO COEAMHEHUS 9, Tosrydanu 147 Mr npoaykKTa;
'H iMP (300 MI'u, CDCl3) & 0,96, 1,02 (d, J=6,3 ', 3H, potamep), 2,04, 2,10 (s, 3H, potamep), 2,92-
2,96 (m, 2H), 3,07-3,15 (m, 2H), 3,28-3,39 (m, 2H), 3,65-3,72 (m, 1H), 3,82-4,09 (m, 2H), 6,85 (d, J=7,8 I'Ly,
2H), 7,78 (d, J=5,4 ', 2H), 8,04 (s, 1H), 8,13 (s, 1H); XUAJI-MC (m/z) 312 (M+H)".
[Mpomexyrounoe coeaunenue 42. 4-(3-(ITupumuanH-5-mn)nupa3nH-2-1it)aHWITHH

Cragus 1: 5-(3-xnopnupasuH-2-ui)IUpUMUANH

VYkazaHHOe COeIUHEHHE MOIyJIalli MMyTeM B3auMoaercTBus 2,3-auxnoprnupazuna (500 mr, 3,36 MMoIb) ¢
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MUPUMUANH-5-00poHOBOH KHcHoTOH (499 Mr, 4,03 MMmonb) B mpucyrctBuM kapOonara kamms (1,39 T, 10,1
MMOJIb) U KomIutekca [1,1'-0uc(mudenmndpocpuno)peppouen]muxnopnamnanus (II) ¢ nuxnopmeranom (137 wr,
0,17 mmoms) B emecu JIMCO u Bombr (20 M, 3:1) corracHo criocoOy, OMMMCaHHOMY Ha CTaguu | ToydeHus
MIPOMEXYTOUYHOTO CoequHEeHMsI 1, momydanu 147 Mr npoayKTa;

'H SIMP (300 MI'n, IMCO-dg) & 8,61 (s, 1H), 8,83 (s, 1H), 9,20 (s, 2H), 9,31 (s, 1H); XUAI-MC (m/z)
193 (M+H)".

Cramus 2: 5-(3-(4-autpodeHun ) mupa3uH-2-1ui ) TAPUMHUIHH

NN

- NO»
N

L_N

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCOMHEHHMS, MOIYyIEHHOTO
Ha ctaguu 1 (140 mr, 0,73 MMOIB), ¢ TUHAKOJIOBBIM PUPOM 4-HUTPOHEHUIOOPOHOBON KUCIOTHI (217 mr, 0,87
MMOJI) C TIpuMeHeHueM kapOonara kamus (301 wmr, 2,18 wmmoms) wu  kommekca  [1,1'-
ouc(audennndocuno)peppoueH|auxnopnamwiagus (I1I) ¢ guxmopmeranom (30 mr, 0,04 MMonb) B cMmecH
JAMCO u Bozsr (12 mi1, 3:1) corytacHO crioco0y, ONMCaHHOMY Ha CTAAWHU | MONTydeHHs! IPOMEXYTOYHOTO COCIH-
HeHusd 1, noxydanu 156 Mr npoaykra;

'H SIMP (300 MI'n, CDCl3) & 7,65 (d, J=8,7 I'u, 2H), 8,25 (d, J=7,2 T'u, 2H), 8,77 (s, 2H), 8,83 (s, 2H),
9,22 (s, 1H); XUAJI-MC (m/z) 280 (M+H)".

Cranus 3: 4-(3-(mupuUMuANH-5-MIT)TMPa3uH-2-1IT)aH WITHH

VYka3aHHOE COCIMHEHHE MONTydad IIyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHS, MOIYyIEHHOTO
Ha ctaguu 2 (150 mr, 0,54 MMoITB), C MPUMEHEHHEM TopoIka kene3a (150 mr, 2,69 MMOIb) U XJIOpHIa aMMO-
Hus (287 wmr, 5,37 MMoub) B cMecH 3TaHoisia i Boabl (18 mur, 5:1) cormacHo cmoco0y, omMcaHHOMY Ha cTamuu 4
MOTy4CHHS IPOMEKYTOTHOTO COEANHEHUS 9, TosTydanu 97 Mr MpoayKTa;

'H SIMP (300 MI'u, CDCl3) & 3,23 (mmp.s, 2H), 6,71 (d, J=7,8 T, 2H), 7,25 (d, J=7,2 T, 2H), 8,60 (d,
J=12,9 T'n, 2H), 8,85 (s, 2H), 9,15 (s, 1H); XUAJI-MC (m/z) 250 (M+H)".

[Tpomexyrounoe coeaunenue 43. 4-(3-(4-DOrop-2-meTnindeHnn)upasH-2-1i1)aHHIHH

F

(D

o
N
LN

Cranus 1: 2-(4-drop-2-metnndennn)-3-(4-HuTpoQeHu ) mupasny
F

®

S
N
LN

VYka3aHHOE COeIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJ0p-3-(4-HUTpodenun)nupasuna (craaus |
HoXydeHHs: npoMexxyrounoro coexunaenus 11) (300 mr, 1,27 Mmons) ¢ 4-grop-2-meTnndeHnaO0opoHOBOH Ku-
cioroit (294 wmr, 1,90 MMonb) ¢ mpuMeHeHneM KapOoHara kamms (528 wmr, 13,8 mmonb) u xomruekca [1,1'-
ouc(audenmndocuno)peppoueH|auxnopnamwiagus (1I) ¢ guxmopmeranom (52 mr, 0,06 MMonb) B cMmecH
JAMCO u Bogs! (12 mi, 3:1) cormacHo crioco0y, OMMMCaHHOMY Ha CTaIUH | IMOTYYSHHs POMEXYTOUHOTO COSITH-
HeHus 1, momydanu 223 MT IPOayKTa;

"H IMP (300 MTI'tr, IMCO-de) & 1,98 (s, 3H), 7,01 (t, J=8,1 T, 1H), 7,09 (d, J=9,0 T, 1H), 7,21 (t, J=8,1
I'u, 1H), 7,57 (d, J=8,4 I'y, 2H), 8,13 (d, J=8,7 I', 2H), 8,80 (d, J=5,1 I'y, 2H).

Cramus 2: 4-(3-(4-prop-2-meTrnd eHuT ) THpa3uH-2 - 1T )aHUITHH

VYka3aHHOE COCIUMHEHHE MONTydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHS, MOIYyIEHHOTO
Ha ctamuu 1 (215 wmr, 0,69 MMoIB), ¢ IpUMEHEHHEM Mopoinka xene3a (194 mr, 3,47 MMOJIB) U XJIOpHIA aMMO-
Hus (372 wmr, 6,95 MMonb) B cMecH 3TaHoia U Bojp! (18 mi, 5:1) cormacHo criocoOy, onmcaHHOMY Ha ctaguu 4
MOJIY4EHHUs IPOMEXYTOYHOTO COeAUHEHN 9, moaydanu 163 Mr npoaykra;

'H IMP (300 MI'u, IMCO-dg) 8 1,90 (s, 3H), 5,38 (s, 2H), 6,40 (d, J=8,4 T'u, 2H), 7,00-7,10 (m, 4H),
7,21-7,26 (m, 1H), 8,53 (s 1H), 8,63 (s, 1H); UDP-MC (m/z) 280 (M+H)".

[Mpomexyrounoe coeannenue 44. 4-(3-(4-Xnopdenun)mupuanH-4-mi1)aHUITHH

Cl

NH2

N~
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Cranus 1: 3-6pom-4-(4-HuTpodeHNnT) TUPUIUH
NO»

| ~N-Br
N
VYka3aHHOE COCJUHEHHE TMOydaan IMyTeM B3aummojencTsus 3,4-mubpommupuanna (1,01 r, 4,26 MMonb) ¢
MHAKOJIOBBIM 3(upoM 4-HUTpodeHmn6oponosoit kuciotsl (1,06 T, 4,26 MMoib) ¢ IpIMEHEHHEM KapOoHaTa
nesust (2,07 r, 6,39 mmons) u [1,1'-Ouc(anpennndocduno)deppouen]nuxnopnamiaaus (II) (155 mr, 0,21
mmoib) B emecu JIMCO u Boasr (20 mur, 3:1) coryacHO crioco0y, OMMCaHHOMY Ha CTauM | MOJydeHus] IpoMe-
JKYTOUHOTO COeAMHEeHUs 1, momy4anu 455 Mr npoaykra;
'H AMP (300 MI'u, CDCl3) & 7,33 (d, J=4.8 T, 1H), 7,63 (d, J=8,7 I'n, 2H), 8,35 (d, J=8,7 I'n, 2H), 8,64
(d, J=5,1 T, 1H), 8,89 (s, 1H); UDP-MC (m/z) 281 (M+2H)".
Cramus 2: 3-(4-xnopdenmn)-4-(4-HuTpodh eHUT ) TAPUIAH
cl

N02

N~

VYka3aHHOE COEeIMHEHHE TOJTydall IyTeM B3aUMOJCHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOy4EHHOTO
Ha cragun 1 (451 mr, 1,62 MMoib), ¢ 4-xnopdeHnndopoHoBoii kucioroi (253 mr, 1,62 MMOJIB) ¢ IPUMEHEHHUEM
kapOoHara HaTpus (514 mr, 4,85 mmois) u [1,1'-6uc(mudenundocduno)peppoueH]muxnoprnamiagus (II) (59 mr,
0,08 mmois) B cmecu JIMCO u Bonsr (10 M, 4:1) mpu KT cormacao cnocoOy, onucaHHOMY Ha cTaaud 1 momy-
YeHHS TIPOMEKYTOUHOTO coeuHenus 1, momydanu 279 mr npoaykra; XUA-MC (m/z) 311 (M+H)".

Cranus 3: 4-(3-(4-x10pheHnn) TMpuInH-4-11)aHUIHH

VYka3aHHOE COCIMHEHHE MONTydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 2 (221 wmr, 0,71 MMoIB), ¢ MPUMEHEHNEM Topomka kene3a (119 mr, 2,13 MMomb) 1 XJI0pHIa aMMO-
aus (380 mr, 7,11 MMounb) B cMecr 3tanosia i Boabl (10 mi, 3:1) cormacHo croco0y, OmMcaHHOMY Ha cTanuu 4
MOTy4CHHS IPOMEKYTOTHOTO COeAMHEHUs 9, mosry4anu 113 mMr npoxykTa;

'H IMP (300 MT'n, JIMCO-dg) & 5,28 (s, 2H), 6,43 (d, J=8,1 I'u, 2H), 6,79 (d, J=8,1 T, 2H), 7,16 (d,
J=8,4 T, 2H), 7,31-7,38 (m, 3H), 8,42 (s, 1H), 8,49 (d, J=5,4 ', 1H); XUAJI-MC (m/z) 281 (M+H)".

[Mpomexyrounoe coeaunenue 45. 4-(3-(2,4-Anmernndennn)nupa3ut-2-ui)aHuiInH

O NHz

N
(N
Cranus 1: 2-(2,4-mumeTrndenun)-3-(4-HuTpodeHNIT)THpa3uH
O NO,
heo
(N
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHnn)nupasuHa (cramus 1
MOJTy4eHUsT MPOMeXyTouHoro coenaurHenus 11) (300 mr, 1,27 mmois) ¢ 2,4-mumMeTHiIGeHHITIO0POHOBOM KUCIOTON
(286 wmr, 1,91 mMMmomb) ¢ mnpumeHeHuem KapOoHata kKamus (528 wmr, 3,81 mmone) w kommiekca [1,1'-
ouc(audenmndocuno)peppoueH|auxnopnamwiagus (II) ¢ guxmopmeranom (52 mr, 0,06 MMonb) B cMmecH
JAMCO u Bozsr (12 mi, 3:1) corytacHO crioco0y, ONMMCaHHOMY Ha CTAAWHU | MOMydeHHs] IPOMEXKYTOYHOTO COEIH-
HeHus 1, noxydanu 298 Mr npoaykra;
'H SIMP (300 MI', CDCL3) & 1,97 (s, 3H), 2,34 (s, 3H), 6,99-7,07 (s, 3H), 7,59 (d, J=8,1 T'u, 2H), 8,10 (d,
J=8,7Tn, 2H), 8,68 (s, 2H); XUAJI-MC (m/z) 306 (M+H)".
Cramus 2: 4-(3-(2,4-muMeTrnd eHIT ) TUpa3uH-2 - A1 ) aHITHH
VYkazaHHOE COCIMHEHHE IMOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COCAMHEHHUS, MOIYyICHHOTO
Ha ctaguu 1 (290 mr, 0,95 MMoIB), C MPUMEHEHNEM TIOPOIITKa kemne3a (265 mr, 4,75 MMOIb) U XJIOpHIa aMMO-
Hus (508 mr, 9,5 MMoIb) B cMecH dTaHoda B Boabl (24 mi, 5:1) cormacHo cnocoOy, oMmMcaHHOMY Ha cTafauu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, MOTyqann 243 MT TIPOIYKTa;
'H SIMP (300 MI'n, IMCO-dg) § 1,92 (s, 3H), 2,33 (s, 3H), 3,75 (wmp.s, 2H), 6,53 (d, J=8,1 I'y, 2H), 6,96
(s, 1H), 7,02 (d, J=8,1 I'n, 1H), 7,15 (d, J=7,8 ', 1H), 7,20-7,27 (m, 2H), 8,49 (s, 1H), 8,55 (s, 1H); XUAA-MC
(m/z) 276 (M+H)".
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[Mpomexyrounoe coeaunenue 46. 4-(3-(2-Orop-4-meTnndeHnn)mupasuH-2-1i1)aHHIHH

F NH2

N
(N

Cramus 1: 2-(2-prop-4-metundennn)-3-(4-autpodheHnn)mupasuH
O NO,
"L

N
LN
VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJTydeHHUsT MPoMexyTodHoro coexauaenns 11) (300 mr, 1,27 mmons) ¢ 2-prop-4-MeTHIhEeHIIOOPOHOBOH KH-
cioroit (294 wmr, 1,90 MMoib) ¢ mpuMeHeHHEeM KapOoHara kamus (528 mr, 13,8 mmons) u kommekca [1,1'-
ouc(mudpennndochuno)deppoueH | auxnopnamianus (II) ¢ guxmopmeranom (52 wmr, 0,06 MMonb) B cMecH
JAMCO u Bogs! (12 mi, 3:1) cormacHo crioco0y, OMMMCaHHOMY Ha CTaIUH | MOTYYeHHs POMEXYTOUHOTO COSITH-
HeHus 1, momydanmu 298 MT MpoayKTa;
'H SIMP (300 MT', JIMCO-d) & 2,33 (s, 3H), 6,95 (d, J=11,4 T, 1H), 7,15 (d, J=7,8 T, 1H), 7,54 (t,
J=7,8 ', 1H), 6,65 (d, J=8,7 ', 2H), 8,18 (d, J=9,0 T'i, 2H), 8,83 (s, 2H); UDP-MC (m/z) 310 (M+H)".
Cranus 2: 4-(3-(2-¢rop-4-MeTundeHun)upa3uH-2 -1 ) aHITHH
VYka3aHHOE COeITMHEHHE MOIydaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IOIYyYEHHOTO
Ha ctamuu 1 (290 mr, 0,94 MMOIIB), ¢ IPIMEHCHHUEM MOPOIITKa Kee3a (262 Mmr, 4,69 MMOJIB) U XJIOPHIA aMMO-
Hus (501 wmr, 9,38 MMonb) B cMecu 3tanona ¥ Bojw! (18 mi, 5:1) cormacHo criocoOy, onmcaHHOMY Ha ctaguu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, moyqanu 163 Mr mpoaykTa;
'H SIMP (300 MI'n, JIMCO-de) & 2,34 (s, 3H), 5,36 (s, 2H), 6,42 (d, J=8,1 ', 2H), 6,96 (d, J=11,1 T,
1H), 7,05-7,10 (m, 3H), 7,41 (t, J=7.8 T'n, 1H), 8,53 (s, 1H), 8,61 (s, 1H); UDP-MC (m/z) 280 (M+H)".
[Ipomexyrounoe coequHenue 47. 2-(4-Amunodenmn)-3-(2-xmop-4-propdhennn)mupumuana-4(3H)-on
F

CI/© NHz
Oﬁjh/@

Cramus 1: (N)-N'-(2-xsop-4-dpropdenmn)-N-((ITMMeTHIIaAMIHO )METHIIEH )-4-HUTPOOSH3NMHU TAMH T
F

A7

Cwmech 4-Hutpoben3onutpuia (250 mr, 1,69 mmons), 2-xnop-4-dpropanmnnaa (243 mxi, 2,02 MMOIb) U
xnopuaa amomunus (247 wmr, 1,86 mmoins) B TI'® (10 min) HarpeBanu npu 100°C B TeueHune Houu. Peakiuro
racuiii BOJIOH M KOHIIEHTPUPOBAHHOH XJIOPOBOJOPOJHOM KHCIOTOM, [OCIIE Yero SKCTPArupoBaIn MPOIYKT ITH-
narieratoM (2x50 mi). O0beTMHEHHBIE OPTAaHMYECKHE CIIOW TIPOMBIBAIN COJIEBBIM PACTBOPOM U KOHIICHTPHPO-
BaJIM TIPH MOHIKEHHOM jaBieHnH. Octatok pactBopsiid B TT'® (10 min) n noGasmsumm JIMP-IAMA (338 wmxu,
2,53 mmons) ipu KT. CMech KAMATHIIN TIpH TeMIiepaType oOpaTHON KOHACHCAIIMH B TEUSHHUE HOYH, MTOCIIE YeTO
oxnaxaanmu 10 KT ¥ KOHIIEHTpUpoBaiy ¢ MoTydeHreM 537 M HEOUHIIEHHOTO TPOIYKTa, KOTOPBIA UCTIONH30Ba-
JIM B TAKOM BUJZE Ha CIIEIyIomeli cTaany.

Cramus 2: 3-(2-x10p-4-propdennn)-2-(4-autpodennn)mupumunnn-4(3H)-on

F

Cl/@\'/@NOZ
Oy N
Q)

B pacTBOop mpomMekyTOUHOTO COSTUHEHHMSI, MOydeHHOoro Ha ctamuu 1 (537 mr, 1,54 MMob), B 3THIIameTa-
te (10 M) mpu mepeMemuBaHuK JO00ABISUTH (TPUMETHICHIWI)KeTeH (527 Mr, 4,62 MMOJIb) U KUIISTHIN CMECh
TIpH TeMIiepaType oOpaTHOW KOHJCHCAINY B TeUeHHE HOYH. PeaknnoHHyto cMech oxnaxkaam 1o KT u koHIeH-
TPUPOBAIH MPHU MOHWKEHHOM JaBieHUH. [lomyueHHBIN TakuM 00pa3oM OCTAaTOK OYMINAIN ITyT€M KOJIOHOYHOMH
(bmm-xpomarorpaduu ¢ moxydeHneM 236 MT 1ENeBOro MPOaYKTa;

'H SIMP (300 MI't, IMCO-dg) 8 6,68 (d, J=6,9 ', 1H), 7,31 (t, J=6,9 T, 1H), 7,56 (d, J=5,4 I'n, 1H),
7,64 (d, J=8,7 T'u, 2H), 7,75-7,82 (m, 1H), 8,13-8,20 (m, 3H); XUAJI-MC (m/z) 346 (M+H)".

Cranus 3: 2-(4-amunodenun)-3-(2-xsop-4-¢propdennn)mupumuani-4(3H)-on

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIIEHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYyYEeHHOTO
Ha cragun 2 (151 mr, 0,44 MMoIb), ¢ TpUMEHeHHeM Topolka xxenesa (73 mr, 1,30 MMoJIB) U XJTOpHIa aMMOHHS
(234 wr, 4,37 MmMonb) B cMecH 3TaHona 1 Boasl (10 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTagud 4 moiy-
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YeHUs] IPOMEXKYTOUHOTO coeAnHenus 9, nmomyuyanu 102 Mr npoaykra;
'H ssmMP (300 MTI', AMCO-dg) 6 5,59 (s, 2H), 6,34 (d, J=7,2 T'u, 2H), 6,43 (d, J=6,3 T'u, 1H), 6,99 (d,
J=8,4 ', 2H), 7,28-7,32 (m, 1H), 7,50-7,63 (m, 2H), 8,05 (d, J=6,3 I', 1H); XUAI-MC (m/z) 316 (M+H)".
[Ipomexyrounoe coequHenue 48. 4-(3-(2,4-Tuxmopdhennn)mupa3nH-2-wuin)aHuIHH
cl

AL

NH.
L
(N

Cranus 1: 2-(2,4-muxmnopdennn)-3-(4-HuTpoheHIIT) TUpa3uH
cl

pe

o
N
AN

VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus 1
MOJYYCHUS MPOMexKyTodHOTo coenuuerus 11) (300 mr, 1,27 mmons) ¢ 2,4-muxinopdeHmIO0pOHOBOI KUCIOTON
(364 wmr, 1,91 mMmomb) ¢ mnpumeHeHueMm KapOoHata kKamus (528 wmr, 3,81 mmone) um kommiekca [1,1'-
ouc(audenmndochuno)dpeppoueH|auxnopnamiagus (1I) ¢ guxmopmeranom (52 mr, 0,06 MMonb) B cMmecH
JAMCO u Bogs! (12 mi, 3:1) cormacHo crioco0y, OMMCaHHOMY Ha CTaIUH | MONTYYeHHs POMEXYTOUHOTO COSITH-
HeHus 1, momydanu 223 MT IPOaYyKTa;

'H SIMP (300 MI', IMCO-dg) & 7,55-7,68 (m, 5H), 8,20 (d, J=8,7 I';, 2H), 8,88 (d, J=11,1 ', 2H); XU-
AJI-MC (m/z) 346 (M+H)".

Cramus 2: 4-(3-(2,4-muxnopdeHmT) mupa3nH-2 -1l ) aH T H

VYkazaHHOE COCIMHEHHE TOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COCAMHEHHUS, MOIYyICHHOTO
Ha ctamuu 1 (220 mr, 0,64 MMOJIB), ¢ IPUMEHEHHUEM MOpoIIKa kene3a (177 mr, 3,18 MMOJIB) U XJIOpHIA aMMO-
Hus (339 wmr, 6,36 MMoJb) B cMecH 3TaHoia U Bojp! (18 mi, 5:1) coryacHo criocoOy, onmcaHHOMY Ha ctaguu 4
MOJIY4EHUs IPOMEXYTOYHOTO COeAUHEHN 9, moaydanu 162 Mr npoaykra;

'H SIMP (300 MI'ty, IMCO-de) 3 5,41 (s, 2H), 6,42 (d, J=8,7 T'u, 2H), 7,03 (d, J=7.,8 T, 2H), 7,51 (s, 2H),
7,64 (s, 1H), 8,55 (s, 1H), 8,68 (s, 1H); XMAJI-MC (m/z) 316 (M+H)".

[Ipomexyrounoe coemuaenne 49. (4-(3-(4-AmuHodennn)nupa3nH-2-mi)nunepasuH- 1 -w)(IKIonpo-

MTJT)METaHOH
o A
N
S

N e
(N
Cranus 1: (4-(3-x10pnupa3uH-2-1i1)TUIepasnH- | -1 (IUKIIONPOIII)METaHOH
o}
N
[“]c.
X

VYka3aHHOE COCIMHEHHE MOJyJaln IIyTeM B3aumopencTBus 2,3-muxnopnupazusa (100 mr, 0,67 MMoIb) ©
TpuQTOpaALeTATHON CONBIO IUKJIONpormmI(nuiepasus-1-un)meranona (180 mr, 0,67 MMoib) ¢ MpUMEHEHHEM
kapOoHara kanus (93 mr, 0,67 Mmonb) B anetonutpuiie (15 mur) npu 80°C cornacHo cnoco0y, ONMCaHHOMY Ha
cTaguu 1 mosydeHus MpoMeXyTOYHOTO COSMHEHNUS 7, oTydanu 49 Mr NpoayKTa;

'H IMP (300 MI'u, CDCl;) § 0,78-0,82 (m, 2H), 0,98-1,03 (m, 2H), 1,75-1,79 (m, 1H), 3,46-3,550 (m,
4H), 3,80-3,84 (m, 4H), 7,93 (s, 1H), 8,13 (s, 1H).

Cramus 2: (4-(3-(4-amuHOQEHMIT)TUPA3HH-2-FJ ) TUTIepa3uH- | -1i1) (MUKIIOTIPOTTHI )METAHOH

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCOMHEHMS, MOIyIEHHOTO
Ha craguu 1 (250 mr, 0,93 MMOITB), C TUHAKOJIOBBIM 3PHUPOM 4-aMHUHOPEHIIOOPOHOBOH KHCIOTHI (246 mr, 1,13
MMOJI) C TIpuMEeHeHueM kapOonara kamus (389 wmr, 2,81 wmmoms) wu  kommekca  [1,1'-
ouc(mudpenmndochuno)deppouet | auxnopnamianus (II) ¢ guxmopmeranom (77 wmr, 0,09 mmons) B cMecu
JAMCO u Bozsr (16 M, 3:1) corytacHO croco0y, ONMCaHHOMY Ha CTAAWHU | MOIydeHHs! TPOMEXKYTOYHOTO COEIH-
HeHus 1, noxydanu 198 Mr npoaykra;

'H SIMP (300 MI'ny, IMCO-dg) & 0,68-0,72 (m, 4H), 1,95-1,99 (m, 1H), 3,07-3,12 (m, 4H), 3,51-3,55 (m,
2H), 3,70-3,74 (m, 2H), 5,46 (s, 2H), 6,62 (d, J=6,9 I'u, 2H), 7,71 (d, J=6,9 I'y, 2H), 8,02 (s, 1H), 8,12 (s, 1H);
XUAI-MC (m/z) 324 (M+H)".

IMpomexyrounoe coeaunenue 50. 3-(4-Amunodenmn)-N-(4-xnoppennn)-N-MeTHInIpa3nH-2-aMUH

Cl
ON/ NH;
N@

(N
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Cranus 1: 3-xmop-N-(4-xnopdeHmn)nupa3nH-2-aMuH

NN
ENICI cl

B pactBop 4-x7n0panmwimmHa (645 mr, 5,06 mmons) B TI'® (5,0 mu1) mpu mepeMemMBaHUU JTOOABIISLITA
ouc(tpumetmicwmn)amun Hatpus (1 M, 5,0 M, 5,06 mmoins) ipu 0°C 1 mepeMemuBami cMech B TeueHue 30
MUH TIpH yKa3aHHOH TeMmepaType. B peakimoHHyI0 cMech MEAJICHHO T00aBISUIN PacTBOp 2,3-IUXIOpIHpa3HHA
(503 wmr, 3,38 Mmouts) B TT'® (5,0 mur) mpu 0°C. Cmech nmepemernmBaiy B Teuenne Houn mpu KT. Peakiuto racu-
JI1 BOJHBIM PacTBOpPOM xjopuaa ammoHus (10 mi) u pa3daBnsimu cmech Boao# (10 mi). BomHyro cmech skcTpa-
rupoBaiy dTrnaneratoM (2x20 vr). OObeAMHCHHBIC OPTaHUYECKUE CIIOU MPOMBIBAIH COJEBEIM PacTBOpOM (25
M) ¥ CYIIWJIM HaJ OC3BOJHBIM CyNb()aTOM HATpHs. YAalsuld paCTBOPHUTEIb MPH MOHWKCHHOM IaBICHUH U
OYUINAIH TOTYYCHHBIH OCTATOK IYyTEM KOJOHOYHON XpoMmaTtorpaduu Ha CHJIMKArelle ¢ MoJiydeHHeM 63 Mr TH-
TYJIBHOTO MPOYKTA;

'H SIMP (300 MI'ty, IMCO-de) & 7,36 (d, J=8,7 T'u, 2H), 7,72 (d, J=8,7 ['n, 2H), 7,84 (s, 1H), 8,13 (s, 1H),
8,92 (s, 1H); XUAJZI-MC (m/z) 240 (M+H)", 242 (M+2H)".

Cramus 2: 3-xn0p-N-(4-xsopdernn)-N-MeTHIUpa3uH-2 -aMiH

&
“NTC Cl

B mepememmBaeMyro CyCIEeH3UI0 MTPOMEKYTOUHOTO COSAMHEHHS, TToaydeHHoro Ha ctaguu 1 (1,06 r, 4,43
MMOJIB), B AM® (5,0 mun) noGasmsimm ruapua Hatpus (60% (mac./mac.), 213 wmr, 5,32 mmons) npu 0°C u mepe-
MemmBainu cMech B Tedenue 10-15 mun nmpu KT. B peakunonnyto cmech godasmsumn metwmoans (333 Mk, 5,32
MMOJIb) ¥ TiepeMernuBaiy B Tedenue 2 4 npu KT. Peaknuro racuiy BOZHBIM pacTBOpOM Xjopuaa aMmMoHus (20
MII) 1 paz0aBisui cMeck Bogoi (10 mi). Boanyto cmecs skctparuposanm stmnaneratom (2x30 mur). O6benn-
HEHHBIC OPraHMYECKHE CIION MPOMBIBAJIHM COJEBBIM pacTBopoM (30 Mi) M cymmin Haj Oe3BOIAHBIM CyJb(haToM
HaTpHsl. Y AalsId pacTBOPUTEINb IIPU MOHIKEHHOM JIaBI€HUU C MOTy4YeHUEeM 723 MI TUTYIBHOTO MPOAYKTa;

'H SIMP (300 MTI'u, IMCO-dg) & 3,38 (s, 3H), 7,02 (d, J=9,0 T'ui, 2H), 7,35 (d, J=8,4 T'u, 2H), 8,13 (s, 1H),
8,43 (s, 1H); UDP-MC (m/z) 254 (M)".

Cramus 3: 3-(4-amuHOGennn)-N-(4-xnopdennn)-N-MeTHIupa3uH-2 -aMIH

VYka3aHHOE COEIMHEHHE TOJTydJalll TyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCIMHEHMS, MOIYyIEHHOTO
Ha ctaamu 2 (203 mr, 0,78 MMoub), ¢ 4-aMuHOGEHUITOOPOHOBOH KHcnoTo# (280 mr, 0,96 MMOITB) ¢ IPUMEHEHH-
eM kapOoHata HaTpus (254 mr, 2,39 mmons) u [1,1'-0uc(mudenmndochuno)depponet | auxmopmamragus (I11) (59
mr, 0,08 mmonb) B cmecu JIMCO u Boast (10 mi, 4:1) cornacHo criocoOy, OIMCaHHOMY Ha cTaguu 1 MmomydeHus
MPOMEKYTOUHOTO coeUHeHU 1, momydyanu 143 mr npoaykra;

'H SIMP (300 MI'ty, IMCO-de) & 3,22 (s, 3H), 5,40 (mup.s, 2H), 6,43 (d, J=8,1 I'u, 2H), 6,70 (d, J=8,4 T'n,
2H), 7,10 (d, J=8,7 ', 2H), 7,40 (d, J=8,4 ', 2H), 8,23 (s, 1H), 8,38 (s, 1H); XUAJI-MC (m/z) 311 (M+H)".

[Ipomexxyrounoe coeaunaenue S1. 3-(4-amuHoderw)-N-O0eH3mI-N-MeTUITUPa3HH-2 -aMUH

EN/ NH,
N@

L_N

N

\Cl

B pactBop 2,3-mmxnoprnmpaszmna (1,0 T, 6,71 mmons) n Oenzunamuna (880 mki, 8,05 mmons) B 1,4-
nmuokcane (20 mu1) mpu epeMemBanuu 1o0aBsuti TpudTIiaMuH (1,4 mut, 10,07 MMOJIB) B HarpeBau CMeCh B
teuenne Houu npu 100°C. Peaknuonnyto cmechk oxnaxkaanu 10 KT u paz6asisumn stunaneratom (50 mur). Opra-
HUueckuil skcTpakT npomeBamu 1 H. HCI (50 M), 3atem coneBsiM pactBopoM (30 mur). KoHueHTprpoBanu op-
TAaHWYCCKHIA CIIOW NPU MOHWKCHHOM JIaBJICHUU M OYHINAIN MOJyYCHHBIH TaKUM 00pa30M OCTATOK IMyTEM KOJIO-
HOYHOHM XpoMaTorpaduu Ha CHIIMKAarelie ¢ IOTyYeHHueM 613 MTr TUTYIBHOTO MPOJIYKTA;

'H IMP (300 MI'n, IMCO-dg) & 4,57 (d, J=6,3 T, 2H), 7,19-7,31 (m, 5H), 7,55 (s, 1H), 7,65-7,72 (m,
1H), 7,96 (s, 1H); XUAJ-MC (m/z) 220 (M+H)".

Cramus 2: N-0eH3mI-3-X10p-N-METHINAPa3uH-2-aMUH

QN/
L Cl

VkazaHHOe COCAMHCHUC MOJTyYalikd IIyTEM B3aPIMO,HGI7[CTBPI§[ MPOMEIKYTOYHOTO COCANHCHUS, TOJYYCHHOT'O

Cramus 1: N-OeH3WI-3-XI0pIHpa3sHH-2-aMUH
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Ha craauu 1 (599 wmr, 2,72 mMone), ¢ MmetmwmonuaoM (205 Mk, 3,27 MMOJB) B IPUCYTCTBUH THIPHIA HATPUSL
(60% (mac./mac.), 130 mr, 3,27 MMOJIB) COTJIACHO CIIOCOOY, ONMMCAHHOMY Ha CTaJIuH 2 MOIYYCHHS MPOMEXYTOU-
HoTro coeaunaenus 50, momydanu 573 Mr poayKTa;

'H SIMP (300 MT'r, IMCO-de) & 3,92 (s, 3H), 4,66 (s, 2H), 7,25-7,38 (m, 5H), 7,91 (s, 1H), 8,21 (s, 1H);
XUAJI-MC (m/z) 234 (M+H)".

Cramus 3: 3-(4-amuHOennn)-N-0eH3mi-N-Me THIHpa3uH-2-aMIH

VYkazaHHOE COeAMHEHHE IMOMydal ITyTeM B3anMOJEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOTYyICHHOTO
Ha craanu 2 (333 mr, 1,42 MMOIIB), C THHAKOJIOBBIM 3PUPOM 4-aMHHO(PEHIIOOPOHOBOH KHCIOTH (498 mr, 1,71
MMOJIB) c IIPYMEHEHUEM kapOoHara HaTpHs (452 MT, 4,27 MMOJIb) u [L,1'-
ouc(audenmndocduno)dpeppoueH|auxnopnamiagus (II) (52 mr, 0,07 mmons) B cmecn JIMCO u Boasr (10 mu,
3:1) coriacHo cnoco0y, ONMCaHHOMY Ha CTaAWH | MOJydeHUs] MPOMEXYTOYHOTo coeanHenus 1, momydamu 270
MT TIPOJYKTa;

'H SIMP (300 MI'n, IMCO-dg) & 2,59 (s, 3H), 4,38 (s, 2H), 5,41 (s, 2H), 6,60 (d, J=8,4 I'u, 2H), 7,10 (d,
J=7,2 Ty, 2H), 7,22-7,28 (m, 3H), 7,53 (d, J=8,1 T'u, 2H), 7,96 (s, 1H), 8,03 (s, 1H).

[Ipomexyrounoe coequaenue 52. 3-(4-AMuHodeHw)-N-OeH3UIHPa3HH-2-aMUH

(PwNHZ
N
N

VYka3aHHOE COEMHEHUE MOJTyYalu MyTeM B3auMojercTBrs N-OeH3mi-3-xmopnupasnd-2-amuHa (craaus |
MONY4eHHs] TPOMEXyTOYHOro coeamHenust 51) (203 wmr, 0,92 MMoib) ¢ TNHMHAKOIOBBIM 3(upoM 4-
amuHO(eHm100opoHoBol kucnoTsl (323 mr, 1,10 MMone) ¢ mpuMmeHeHHeM KapOonaTta HaTtpust (294 wmr, 2,77
MMoutb) | [1,1'-0uc(mudenmndocduno)deppouneH|muxmopmamianus (II) (66 mr, 0,09 mmons) B cmecu JIMCO u
Bozb! (8,0 M, 3:1) cormacHO cocoOy, OMUCAaHHOMY Ha CTaauW 1 TIOMy4YeHUS MPOMEXKYTOYHOTO COeNUHEHUS 1,
noJsrydany 152 Mr nmpoaykra;

'H SIMP (300 MI'ty, IMCO-dg) & 4,51 (d, J=6,0 T'ni, 2H), 5,46 (mmp.s, 2H), 6,67 (d, J=8,1 T, 2H), 6,74-
6,78 (m, 1H), 7,16-7,20 (m, 1H), 7,28-7,32 (m, 4H), 7,40 (d, J=8,4 I';, 2H), 7,73 (s, 1H), 7,79 (s, 1H); UDP-MC
(m/z) 277 (M+H)".

[Mpomexyrounoe coeaunenue 53. 3-(4-Amunodenmn)-N-(1-peHnmTrI) nupa3suH-2-aMiuH

E?\IH NH;
boel
N
Cramus 1: 3-x10p-N-(1-beHnnatun)nupa3uH-2-aMuH

T

NAC!
(N
VYkazaHHOe COCTUHEHHE IMOJIyJalid IMyTeM B3auMojaencTBus 2,3-muxioprnmpasusa (2,3 r, 15,4 Mmons) ¢
DL-1-¢pennmaranamuaom (2,16 mi, 17,0 mmons) ¢ npumenenuem N, N-muuzonpornmwnTiiamMuaa (7,9 mi, 46
MMoJIb) B 1,4-nuokcane (40 mMuT) coryiacHO CrocoOy, OMUCAaHHOMY Ha CTaaud | TONyYeHHS MPOMEXYTOTHOTO
coequHeHus 51, nomydanu 353 Mr npoaykra;
'H SIMP (300 MI't, IMCO-dg) & 1,53 (d, J=6,9 ', 3H), 5,19-5,23 (m, 1H), 7,17-7,32 (m, 3H), 7,39 (d,
J=7,5Tu, 2H), 7,53 (s, 1H), 7,94 (s, 1H), 8,56 (s, 1H).
Cranus 2: 3-(4-amunodenmn)-N-(1-peHmnTun)nupasnl-2-aMiuH
VYka3aHHOE COEIMHEHHE TOJTydall IyTeM B3aUMOJICHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOy4EHHOTO
Ha crazuu 1 (206 mr, 0,88 MMoJIB), ¢ TMHAKOIIOBBIM 3¢upoM 4-amuHO(DeHNIO0pOHOBOH KucnoTs! (308 mr, 1,06
MMOJI) C TpuMeHeHHMeM kapOonara wHatpus (280 wmr, 2,64 wmMmomp) wu  [1,1'-Ouc(audenr-
dhocouno)depporneH]muxmopnamtanus (I1) (63 mr, 0,08 mmons) B emecu JIMCO u Boaw (10 mi, 4:1) cormacHo
Croco0y, ONMMMCaHHOMY Ha CTaauu | TOTydeHus IPOMEXYTOUHOTO CoeqMHEeHUS 1, morydanu 105 Mr mpoaykra;
'H SIMP (300 MTI'ti, IMCO-dg) 8 1,44 (d, J=5,4 T'n, 3H), 5,11-5,12 (m, 1H), 5,55 (s, 2H), 6,06-6,10 (m,
1H), 6,67 (d, J=7,8 I'u, 2H), 7,19-7,41 (m, 6H), 7,72 (s, 1H), 7,77 (s, 1H).
[Ipomexyrounoe coequaenne 54. (R)-3-(4-amuropennn)-N-(1-QeHmm T mupa3nH-2-aMiuH

F‘?NH NH,
N

LN
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Cranus 1: (R)-3-x10p-N-(1-heHunmatin)mupazu-2-aMuH

VYka3aHHOE COCJMHEHHE MOJyJaIn IIyTeM B3auMmopencTBus 2,3-muxnopnupazuHa (503 mr, 3,37 MMomb) ¢
(R)-(+)-o-meTunbensunamunom (430 mxi, 3,37 MMoib) ¢ mpuMeHeHneM kapOonaTa kanus (1,4 T, 10,1 mmous) B
JAM® (10 mur) cormacHo cnoco0y, ONMCaHHOMY Ha CTaJuH | MOIydeHHs] POMEXYTOYHOTo coeuHeHus 51, no-
nydanu 243 Mr npoayKra;

'H SIMP (300 MI'u, IMCO-dg) & 1,53 (d, J=6,9 T, 3H), 5,17-5,23 (m, 1H), 7,17-7,32 (m, 4H), 7,39 (d,
J=7,2Tu, 2H), 7,53 (s, 1H), 7,94 (s, 1H); XUAJI-MC (m/z) 234 (M+H)".

Cramus 2: (R)-3-(4-amunodennn)-N-(1-heHnmdtun)nmupa3ul-2-aMiH

VYka3aHHOE COEIMHEHHE TOJTyJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCOMHEHHMS, MOIYyIEHHOTO
Ha craguu 1 (232 mr, 0,99 MMOITB), C THHAKOIOBBIM 3PHUPOM 4-aMHHOGEHIIOOPOHOBOH KHCIOTHI (435 mr, 1,49
MMOJB) C TpUMeHeHHeM kapOonata Hatpus (370 wmr, 3,49 wmmons) wu  [1,1-Omc(mudenun-
¢docouno)pepponen]quxnopnamnanus (1) (71 mr, 0,09 mmoins) B cmecu JIMCO u Boxst (10 mi, 4:1) cornacuo
Croco0y, OITMCaHHOMY Ha CTaJuM | MOIydeHHs IPOMEKYTOYHOTO coeiMHen st 1, mosrydanu 210 Mr npoaykTa;

'H SIMP (300 MI'u, IMCO-dg) & 1,45 (d, J=6,6 T, 3H), 5,12-5,18 (m, 1H), 5,46 (s, 2H), 6,09 (d, J=6,9
I'y, 1H), 6,67 (d, J=8,1 'y, 2H), 7,18 (d, J=7,2 I'u, 1H), 7,28 (t, J=7,2 'y, 2H), 7,34-7,44 (m, 4H), 7,72 (s, 1H),
7,77 (s, 1H); XUAJI-MC (m/z) 291 (M+H)".

[Ipomexyrounoe coequaenue 55. (R)-3-(4-amurodennn)-N-meTmn-N-(1-QeHuI T ) Tupa3uH-2-aMIH

E?N - NH;
LT
LN
Cranus 1: (R)-3-xnop-N-metun-N-(1-¢peHnmTrin)nupasiH-2-aMuH

AN -

.Cl

VYkazaHHOe cOeAMHEHHE TMoJydanu myTeM B3anMomaercTBus (R)-3-xmop-N-(1-deHmmTun)nupa3sud-2-
amuHa (ctagus | momydeHus mpoMexkyTodHoro coeamnenus 54) (503 wr, 2,15 mMonb) ¢ mMetmmoauaom (180
MKJ, 2,79 MMOJb) B IpUCYTCTBHH THApuaa Hatpus (60% (mac./mac.), 103 mr, 2,58 mmois) B IM® (10 mi) co-
TJIACHO CIOCO0Y, ONMMCAaHHOMY Ha CTaJHH 2 TIONYYEHUS MPOMEXKYTOUHOTO coemuHeHus S50, momydamm 323 mr
TIPOJYKTA;

'H SIMP (300 MTI'ti, IMCO-dg) 8 1,56 (d, J=6,9 'y, 3H), 2,66 (s, 3H), 5,40-5,44 (m, 1H), 7,30-7,36 (m,
5H), 7,93 (s, 1H), 8,31 (s, 1H); UDP-MC (m/z) 248 (M+H)".

Cranus 2: (R)-3-(4-amunodennn)-N-metun-N-( 1 -peHrI THI) THpasiH-2-aMUH

VYka3aHHOE COeIMHEHHE TOJTydalll ITyTeM B3aUMOJICHCTBUS MTPOMEXYTOUHOTO COCIHHEHHMS, MTOyYEHHOTO
Ha crazuu 2 (302 mr, 1,22 MMoB), ¢ THHAKOJIOBBIM 3(upoM 4-amuHo(eHna0opoHoBoi kuciots (530 mr, 1,82
MMOJIb) c MIPUMEHEHUEM kapOoHara HaTpus (388 M, 3,65 MMOJIb) U [1,1'-
ouc(audennndochuno)dpeppoueH|auxnopnamiagus (II) (44 mr, 0,06 mmons) B cmecu JIMCO u Boasr (10 mu,
3:1) coracHO crmoco0y, ONMMCAaHHOMY Ha CTaauu 1 MOJydeHHs MPOMEKYTOTHOTO coenuHeHus 1, momydanu 183
MT MIPOAYKTa,;

'H SIMP (300 MI'u, IMCO-dg) & 1,42 (d, J=6,9 ', 3H), 2,38 (s, 3H), 5,22-5,26 (m, 1H), 5,36 (s, 2H),
6,60 (d, J=8,4 I'y, 2H), 7,12 (d, J=5,7 I', 2H), 7,19-7,28 (m, 3H), 7,48 (d, J=8,4 I'y, 2H), 7,95 (s, 1H), 8,02 (s,
1H); XUAJI-MC (m/z) 305 (M+H)".

IMpomexyrounoe coeaunenue 56. (S)-3-(4-Amunodennn)-N-(1-peHumaTin)nupazun-2-aMuH

C o

N
N

Cranus 1: (S)-3-xmop-N-(1-¢peHmTrn) mupasiH-2-aMiuH

VYka3aHHOE COEMHEHHE IMOJyYald IyTeM B3ammoaeiictBus 2,3-puxnoprupasuna (2,0 v, 13,4 MMoib) ¢
(S)-(-)-o-metmnbensunamuaom (4,56 v, 20,13 MMomb) ¢ MpUMeHEHHEM KapOoHata kanus (5,56 r, 40,2 MMOJIb)
B IM® (30 mi1) cormacHo criocoOy, ONMCaHHOMY Ha CTaguH | MOJy4eHHs MPOMEXYTOUYHOrO COeluHEeHHs 51,
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HOIy4any 2,3 T IPOAYyKTa;

'H SIMP (300 MI't, IMCO-dg) 8 1,53 (d, J=6,9 ', 3H), 5,16-5,23 (m, 1H), 7,17-7,32 (m, 4H), 7,39 (d,
J=7,5Tu, 2H), 7,53 (s, 1H), 7,94 (s, 1H); XUAJI-MC (m/z) 234 (M+H)".

Cramus 2: (S)-3-(4-amuHoennn)-N-(1-peHmm T Tupa3uH-2-aMIH

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCOMHEHHMS, MTOIYyIEHHOTO
Ha craguu 1 (250 mr, 1,07 MMOIIB), C THHAKOJIOBBIM 3PHUPOM 4-aMHHOPEHIITIOOPOHOBOH KucHoThI (374 mr, 1,28
MMOJTb) c MIPUMEHEHHUEM KapOoHaTa HATPHS (340 MT, 3,20 MMOJTb) u [1,1'-
ouc(mudpennndochuno)deppouet | auxnopnamianus (1) (38 mr, 0,05 mmoins) B cmecu JIMCO u Bogs (10 mur,
4:1) cormacHo croco0y, OIMMCaHHOMY Ha CTaauU | MOydYeHHus IPOMEXYTOUHOTo coeanHenus 1, momydamn 190
MT TIPOJYKTa;

'H SIMP (300 MI'u, IMCO-dg) & 1,45 (d, J=6,6 T, 3H), 5,12-5,16 (m, 1H), 5,45 (s, 2H), 6,12 (d, J=6,9
I'y, 1H), 6,67 (d, J=8,7 I', 2H), 7,19 (d, J=7,8 I'u, 1H), 7,28 (t, J=8,7 I', 2H), 7,35-7,44 (m, 3H), 7,72 (s, 1H),
7,78 (s, 1H); XUAJI-MC (m/z) 291 (M+H)".

[Mpomexyrounoe coeaunenue 57. (S)-3-(4-amunodenmn)-N-metmin-N-(1-heHums Tin ) mupa3uH-2-aMuH

EN/ NH,
NJ\(@(

(_N

Cramus 1: (S)-3-xmop-N-metun-N-(1-heHum Tin ) miupa3uH-2-aMuH

e

NG
(Cl

VYka3aHHOE COEAMHEHHE TMOJydanu IyTeM B3auMmonercTBus (S)-3-xmop-N-(1-¢peHmmTrn)nupasus-2-
amuHa (cTagus | momydeHus MPOMEXKYTOIHOro coeauHeHus 56) (503 wmr, 2,15 mMonb) ¢ Metmmoauaom (180
MKJ, 2,79 MMOJb) B IpUCYTCTBHHU THapuaa Hatpus (60% (Mac./mac.), 103 mr, 2,58 mmois) B IM® (10 mi) co-
TJIACHO CIOCO0Y, ONMMCAaHHOMY Ha CTaJHH 2 TIOMYYEHHUS MPOMEXKYTOUHOTro coemuHeHus S50, momydamm 402 mr
IPOIYKTa;

'H SIMP (300 MTI'ti, IMCO-dg) 8 1,53 (d, J=6,9 I'ni, 3H), 2,63 (s, 3H), 5,37-542 (m, 1H), 7,28-7,33 (m,
5H), 7,91 (s, 1H), 8,19 (s, 1H); XUAJI-MC (m/z) 248 (M+H)".

Cranus 2: (S)-3-(4-amunopennn)-N-metun-N-( 1 -heHnIaTHI) THpa3uH-2-aMUH

VYka3aHHOE COeIMHEHHE TOJTydalll IyTeM B3aUMOJCHCTBUS MIPOMEXYTOUHOTO COCIHHEHHMS, MTOyYEHHOTO
Ha crazuu 2 (302 mr, 1,22 MMOJIB), C THHAKOJIOBBIM 3¢upoM 4-aMHHO(DEHHIOOPOHOBOH KUCIOTHI (425 Mmr, 1,46
MMOJB) C TpUMEHeHHeM KkapOonata Hatpus (388 wmr, 3,65 w™mmons) wu  [1,1'-Omc(mudenun-
¢docouno)pepponen]quxnopnamianus (1) (44 mr, 0,06 mmois) B cmecu JIMCO u Boxsr (10 mi, 3:1) cornacuo
Croco0y, ONMMMCaHHOMY Ha CTaIuu | TOydeHus IPOMEXYTOUHOTO CoeqMHEeHUS 1, morydanu 230 Mr mpoayKTa;

'H SIMP (300 MT'n, IMCO-dg) & 1,42 (d, J=6,9 T, 3H), 2,38 (s, 3H), 5,22-5,28 (m, 1H), 5,37 (s, 2H),
6,60 (d, J=8,1 I'y, 2H), 7,12 (d, J=6.,9 I'y, 2H), 7,20-7,28 (m, 3H), 7,50 (d, J=8,4 I'y, 2H), 7,95 (s, 1H), 8,02 (s,
1H); UDP-MC (m/z) 305 (M+H)".

[Ipomexyrounoe coequaenue 58. (S)-3-(4-amuaopenmn)-N-(1-(4-x10pHEeHIIT)ITHI ) TUPaA3HH-2-aMH

cl

E;NH NH;
N
N

Cramus 1: (S)-3-xmop-N-(1-(4-x10pGEHIIT)ITHI ) THPA3HH-2-aMUAH
cl

%,
N

VYka3aHHOE COCIUHEHHE MOJyJaln IIyTeM B3auMmopehcTBus 2,3-muxnopnupazuHa (320 mr, 2,15 MMomb) ¢
(S)-1-(4-xnopenmn)aranamuaom (456 Mk, 3,22 MMOIB) ¢ IpUMEHEHUEM KapOonaTta kamus (890 wmr, 6,44
MMmoJib) B JIM® (10 mut) cormacHO crioco0y, OMMCAaHHOMY Ha CTaguu | MOJyYeHUs IPOMEKYTOYHOTO COCITUHE-
Hus 51, nonyuanu 243 Mr npoaykTa;

'H SIMP (300 MI'n, IMCO-dg) & 1,49 (d, J=7,2 I'n, 3H), 5,13-5,17 (m, 1H), 7,32 (d, J=8,7 T'u, 2H), 7,39
(d, J=7,8 T, 2H), 7,52 (s, 1H), 7,91 (s, 1H), 8,54 (s, 1H); XUAZI-MC (m/z) 269 (M+H)".

Cramus 2: (S)-3-(4-amuHoennn)-N-(1-(4-xmopheHnn) T ) Tupa3uH-2-aMHH

VYkazaHHOE COeAMHEHHE IMOydald IIyTeM B3anMOJIEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOTYyICHHOTO
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Ha crazuu 1 (253 mr, 0,94 MMoIb), ¢ THHAKOJIOBBIM 3(upoM 4-amuHo(eHna00poHoBOH Kucnots (330 mr, 1,13
MMOJB) C TpUMeHeHHeM kapOonata Hatpus (300 wmr, 2,83 wmmons) wu  [1,1'-Omc(mudenun-
dhocouno)depporneH]muxmopnamtanus (1) (67 mr, 0,09 mmons) B emecu JIMCO u Boas (10 mi, 4:1) cormacHo
Croco0y, ONMMMCaHHOMY Ha CTaTuu | TOydeHuUs IPOMEXYTOUYHOTO COSAMHEHUS 1, morydanu 162 Mr mpoayKTa;

'H SIMP (300 MT'i, IMCO-dg) & 1,43 (d, J=6,9 T, 3H), 5,08-5,12 (m, 1H), 5,45 (s, 2H), 6,24 (d, J=6,9
I'u, 1H), 6,65 (d, J=8,4 I'y, 2H), 7,18 (d, J=7,8 I', 1H), 7,32 (d, J=8,7 T'u, 2H), 7,43 (d, J=8,7 I', 2H), 7,73 (d,
J=7,5Tn, 2H), 8,31 (s, 1H); XUA-MC (m/z) 325 (M+H)".

[Ipomexyrounoe coequaenue 59. (S)-3-(4-amuaopenmn)-N-(1-(3-xI0pheHIIT)ITHI ) TUpa3HH-2-aMH

NI
L N
Cramus 1: (S)-N-(1-(3-xmopdennn)atnn)-3-(4-auTpodeHnn ) mupa3uH-2-aMuH

N
(N
YkazaHHOe COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHnmn)nupasuHa (cramus 1
HOJNy4eHHs1 TMpoMexyTodHoro coemunenust 11) (101 wmr, 0,43 wmmoms) ¢ ruapoxiopuaoMm (S)-1-(3-
xnopdenun)stanamuna (82 mr, 0,43 MMoip) ¢ npumeHneHneM (ropuaa nesus (268 mr, 1,71 mmons) B AMCO
(6,0 M) cormmacHo criocoOy, ONMMUCaHHOMY Ha CTaguK | MOydeHUs MPOMEKYTOUHOIO COeAnHEHus 51, nomyyanu
106 Mr npoxykra;
'H SIMP (300 MI'u, IMCO-dg) 8 1,45 (d, J=6,6 T'u, 3H), 5,17-5,21 (m, 1H), 6,95-6,99 (m, 1H), 7,23-7,35
(m, 3H), 7,45 (s, 1H), 7,88 (s, 1H), 8,02 (d, J=9,6 I'y, 3H), 8,37 (d, J=8,7 ', 2H).
Cramus 2: (S)-3-(4-amuHodennn)-N-(1-(3-xmopheHnn) T mupa3uH-2-aMAH
VYka3aHHOE COCIMHEHHE MONTydad IIyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 1 (101 mr, 0,28 MMOIIB), ¢ MPUMEHEHHUEM TTOpoIIKa xee3a (48 mr, 0,85 MMOIb) U XJIOpUIa aMMOHUS
(152 wr, 2,85 MMoub) B cMecu 3TaHoa u Bozpl (10 mut, 5:1) corimacHo criocoOy, OnmMcaHHOMY Ha CTaauu 4 1oTy-
YEeHUsI IPOMEKYTOUHOTO COCUHEHNUS 9, oaydanu 79 Mr mpoayKTa;
'H SIMP (300 MTI'ti, IMCO-dg) 8 1,42 (d, J=6,6 T'ni, 3H), 5,08-5,12 (m, 1H), 5,44 (s, 2H), 6,28-6,33 (m,
1H), 6,65-7,69 (m, 2H), 7,21-7,32 (m, 3H), 7,41-7,45 (m, 3H), 7,74 (d, J=7,8 'y, 2H).
IMpomexyrounoe coexnHenue 60. (S)-3-(4-ammuHOopennn)-N-(1-(4-xopdenun)ITin)-N-MeTuInmupasna-2-
aMHH
cl

y

N NH,
NJ\(@

(N
Cramus 1: (S)-3-xmop-N-(1-(4-x10pheHmn) T )-N-MeTHIHPa3HH-2 -aMUH
cl

N
.l

YkazanHoe coeIMHEHNE MOJTydaTi myTeM B3aUMO/JICHCTBUS (S)-3-xmop-N-(1-(4-xm0pde-
HUWT)ITII)TUPa3HUH-2-aMuHA (cTaams 1 morydeHus mpoMexyTodHoro coeamnenus 51) (371 wmr, 1,38 mMonb) ¢
metrroauaoM (130 mxi, 2,08 MMoms) B ipucyTcTBUH Tuapuaa Hatpus (60% (Mac./mac.), 83 mr, 2,08 MMoIIb)
COTJIACHO CIOco0y, OMMUCAHHOMY Ha CTAaIuH 2 TOJYYeHHS MPOMEXKYTOUHOTO coenuHeHus 50, momydanu 352 mr
MPOJIYKTAa;

'H IMP (300 MI'u, IMCO-dg) & 1,54 (d, J=6,9 T, 3H), 2,66 (s, 3H), 5,35-5,40 (m, 1H), 7,34 (d, J=8.4
', 2H), 7,40 (d, J=8,4 ', 2H), 7,94 (s, 1H), 8,22 (s, 1H); XUAJI-MC (n/z) 283 (M+H)".

Cranus 2: (S)-3-(4-amuHopernn)-N-(1-(4-xmoppennn )3T )-N-MeTHInpasH-2-aMUuH

Yka3zaHHOE COCAMHCHHE MOJyYald ITyTeM B3aUMOJICHCTBUS MPOMEKYTOUYHOT'O COCAMHCHUS, MOTYICHHOTO
Ha craauu 1 (341 mr, 1,20 MMOITB), C THHAKOJIOBBIM 3PUPOM 4-aMHHOPEHIIOOPOHOBOH KHCTOTHI (422 wmr, 1,45
MMOJI) C TpuMeHeHHWeM kapOonara wHatpus (381 wmr, 3,60 wmmomp) wu [1,1'-Ouc(mudenr-
dhochuno)depponeH]muxmopnamtanus (1) (43 mr, 0,06 mmons) B JIMCO (10 mur) coryacHo crmoco0y, onmucaH-
HOMY Ha CTaanu | MoJay4eHHs NPOMEKYTOYHOTO COeAnHeHus 1, momyyanu 162 Mr npoayKTa;

'H SIMP (300 MI'u, IMCO-dg) & 1,40 (d, J=6,9 T'u, 3H), 2,36 (s, 3H), 5,25-5,28 (m, 1H), 5,36 (s, 2H),
6,58 (d, J=7,8 I'y, 2H), 7,14 (d, J=7,8 I'n, 2H), 7,32 (d, J=7,8 'y, 2H), 7,46 (d, J=7,8 ', 2H), 7,95 (s, 1H), 8,02
(s, 1H); XUA-MC (m/z) 338 (M+H)".
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IMpomexyrounoe coeaunenue 61. (S)-3-(4-amunodennn)-N-(1-(2-xnopdeHnn)aTun)nupa3ni-2-aMuH

Cl

NH NHz

N
(N
Cranus 1: (S)-N-(1-(2-xn0opdennn)atmn)-3-(4-HuTpoh eHIIT ) TUpa3HH-2 -aMUH

N
(N

VYka3aHHOE COeIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus 1
MONyYeHHsI TMPOMEeXyTodHoro coequnenust 11) (202 wmr, 0,86 wmmoss) ¢ ruapoxiopumoMm (S)-1-(2-
xnopdenun)sranamuna (198 mr, 1,03 mmons) ¢ npumenennem ¢ropuna uesus (390 mr, 2,57 mmois) B AMCO
(8,0 mu1) cormacHo criocoOy, ONMMCaHHOMY Ha CTaguy | MOydYeHUs MPOMEKYTOUHOIO COeAnHEeHus 51, nomyyanu
219 Mr IpoayKTa;

'H SIMP (300 MTI'u, IMCO-de) & 1,42 (d, J=6,9 T, 3H), 5,42-5,49 (m, 1H), 7,05 (d, J=8,7 I'u, 1H), 7,19-
7,26 (m, 1H), 7,38 (d, J=8,4 I', 1H), 7,48 (d, J=6,0 I', 1H), 7,87 (s, 1H), 7,97 (s, 1H), 8,03 (d, J=8,7 I';, 3H),
8,37 (d, J=8,7 I';, 2H).

Cramus 2: (S)-3-(4-amuHoennn)-N-(1-(2-xmopheHnn) T mupa3uH-2-aMAH

VYka3aHHOE COCIUHEHHE MONTydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHMS, MOIYyIEHHOTO
Ha craguu 1 (192 mr, 0,54 MMoIb), ¢ TpUMEHEeHHEeM TTopolKa xxenesa (90 mr, 1,62 MMOJIB) U XJIOpHIa aMMOHHS
(290 mr, 5,41 MMonb) B cMecu aTaHona 1 Boasl (10 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTajgud 4 moiy-
YEHHS IPOMEKYTOUHOro coeuHeHus 9, nmomydanu 140 Mr npoaykra;

'H SIMP (300 MI'u, IMCO-dg) & 1,43 (d, J=6,9 T'u, 3H), 5,37-5,45 (m, 1H), 5,47 (s, 2H), 6,33 (d, J=6,9
I'y, 1H), 6,68 (d, J=8,4 I'nu, 2H), 7,19-7,26 (m, 2H), 7,38 (d, J=7,8 ', 2H), 7,46 (d, J=8,4 I', 2H), 7,73 (d, J=5,1
', 2H); XUAL-MC (m/z) 325 (M+H)".

[Ipomexyrounoe coenunenue 62. (S)-3-(4-amuHOodenn)-N-(1-(4-dTOp-2-MeTHIIDESHNT)ITHIT ) TUPA3UH-2-
aMHH

F

9

N
(N
Cramus 1: (S)-N-(1-(4-dprop-2-mMeTundeHmn) Tn)-3-(4-HUTpodh eHIIT ) TUpa3HH-2-aMHH
F

£

N
(N
VYka3aHHOE COEIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJMYYCHUS MPOMEKyTOuHOro coemuHenus 11) (203 wmr, 0,86 mmons) ¢ rugpoxiopuaoMm (S)-1-(4-drop-2-
metwipenmwt)stanamuna (197 mr, 1,03 mmons) ¢ npumenennem ¢ropuna uesns (523 mr, 3,44 mmoins) B IMCO
(10 M) cormacHo croco0y, OMMCAaHHOMY Ha CTaAnu | MOJydeHUs IPOMEKYTOYHOTO COeMHEHNs 51, momydanu
190 Mr npoxykra;
'H SIMP (300 MTI'ti, IMCO-dg) 8 1,37 (d, J=7,5 T'ni, 3H), 2,42 (s, 3H), 5,26-5,30 (m, 1H), 6,88-6,95 (m,
3H), 7,38-7,45 (m, 1H), 7,85 (s, 1H), 7,95-8,01 (m, 3H), 8,36 (d, J=8,7 ', 2H); UDP-MC (m/z) 353 (M+H)".
Cramus 2: (S)-3-(4-amuHopennn)-N-(1-(4-bTop-2-MeTmideHn )3T ) TUPa3uH-2 -aMUH
VYka3aHHOE COCIMHEHHE MONTydad IIyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 1 (181 mr, 0,51 MMoIIB), ¢ MPUMEHEHHEM TTOpoIIKa xeye3a (86 mr, 1,54 MMOIb) U XJI0pUIa aMMOHUS
(275 wmr, 5,14 MMoib) B cMecH 3TaHoia u BoApl (10 mut, 5:1) corimacHo criocoOy, OMcaHHOMY Ha CTaanu 4 ToTy-
YEHHS IPOMEKYTOUHOro coeuHeHus 9, nmomydanu 130 Mr npoaykra;
'H IMP (300 MI'u, IMCO-dg) 8 1,37 (d, J=6,6 T'u, 3H), 2,38 (s, 3H), 5,18-5.22 (m, 1H), 5,47 (s, 2H),
6,16 (d, J=7,8 I'u, 1H), 6,64 (d, J=8,4 I'y, 2H), 6,91-6,95 (m, 2H), 7,39 (d, J=8,1 I'u, 3H), 7,69 (s, 1H), 7,75 (s,
1H); XUAJI-MC (m/z) 323 (M+H)".
[Mpomexyrounoe coenunenne 63. (S)-3-(4-amunodenmn)-N-(1-(2,4-mumeTrnindeHnn ) Tiin)nupasa-2-

aMHUH
§NH NH:
N
N

(&
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Cranus 1: (S)-N-(1-(2,4-mumermndennn)atin)-3-(4-HuTpod eHIIT ) IUpa3HH-2 -aMUH

NH NO2
Ly
(_N

YkazaHHOe COeMHEHUE MOyl IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTy4eHUsT TMPOMEXYTOUHOTro coenuHenust 11) (203 wmr, 0,86 mmombs) ¢ ruapoxiopuaom (S)-1-(2,4-
mumeTwidennn)dtanamuna (176 mr, 0,95 mMMonp) ¢ npuMmenenueM ¢ropuaa nesus (523 wr, 3,44 MMonb) B
JAMCO (8,0 M) cormacHo croco0y, ONMMCaHHOMY Ha CTaJud | TOJIyd4eHHUs MPOMEKYTOIHOTO COeAMHEHHUs S1,
nonay4anu 216 Mr npoaykra;

'H IMP (300 MI'u, IMCO-dg) 8 1,36 (d, J=6,3 T'u, 3H), 2,19 (s, 3H), 2,36 (s, 3H), 5,26-5,30 (m, 1H),
6,82-6,92 (m, 3H), 7,26 (d, J=8,4 T'u, 1H), 7,84 (s, 1H), 7,96 (d, J=8,7 I'u, 3H), 8,36 (d, J=8,4 'y, 2H); XNA/I-
MC (m/z) 349 (M+H)".

Cranus 2: (S)-3-(4-amunopernn)-N-(1-(2,4-muMeTHIQEHNIT )3 THIT ) TUPa3uH-2-aMUH

VYka3aHHOE COeIMHEHHE MOIyYaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, ITOIYyYEHHOTO
Ha ctaguu 1 (209 mr, 0,60 MMoOITB), C TPUMEHEHHEM Toponka xene3a (100 mr, 1,80 MMomb) 1 XJI0pHIa aMMO-
Hus (320 mr, 5,99 MMoinb) B cMecr 3taHoisia i Boabl (10 mit, 5:1) cormacHo croco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, momydanu 140 Mr mpoaykra;

'H SIMP (300 MI'u, IMCO-dg) & 1,37 (d, J=6,6 ', 3H), 2,19 (s, 3H), 2,33 (s, 3H), 5,20-5,24 (m, 1H),
5,56 (mmp.s, 2H), 5,97-6,02 (m, 1H), 6,67 (d, J=8,4 I'y, 2H), 6,92 (s, 2H), 7,23 (d, J=7,8 I'u, 1H), 7,38 (d, J=8,1
'y, 2H), 7,70 (s, 1H), 7,78 (s, 1H); XUAJI-MC (m/z) 319 (M+H)".

[Mpomexyrounoe coenunenue 64. (S)-3-(4-ammunodennin)-N-(1-(2-xnop-4-dropdenwn)sTun)nupasun-2-
aMUH

F

A

NH NH,

[O

Cranus 1: (S)-N-(1-(2-xn0p-4-dropdenun)atun)-3-(4-HUTpodeHIT ) TMpa3uH-2-aMUH
F

CI/?
N S
(N
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
MOJTydeHUsT TpoMexxyTodHoro coeaunenns 11) (203 wmr, 0,86 Mmoins) ¢ ruapoxiopuaoMm (S)-1-(2-xmop-4-
¢dropdennn)sranamuna (217 mr, 1,03 Mmmoip) ¢ mpumenenuem ¢ropuna me3us (524 mr, 3,44 mmoins) B IMCO
(8,0 M) cormacHo croco0y, ONMMCAaHHOMY Ha CTaJuU | MOIyYIEeHUs MPOMEKYTOTHOTO COSAMHEHUS 5 1, omyJann
103 mr mpoxaykra. [IpoaykT nCmoap30BaIl B TAKOM BHIE Ha CIEAYIOMIEH cTaany 0e3 onmpeneNeHus XapaKTepH-
CTHK.
Cranus 2: (S)-3-(4-amunopennn)-N-(1-(2-xmop-4-dpropdennn)sTrin) nupasun-2-aMuH
VYka3aHHOE COeIMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IMOIYyYEHHOTO
Ha ctaauu 1 (98 mr, 0,26 MMOIIB), ¢ IPUMEHEHNEM TIOpoIIKa kene3a (44 mr, 0,79 MMoOIb) U XJIOpHIA aMMOHHUS
(140 mr, 2,63 MMo7B) B cMecH 3TaHona 1 Boasl (10 mi, 5:1) cormacHo croco0y, onucaHHOMY Ha cTaguu 4 moiy-
YEHHS MPOMEKYTOYHOTO COSAMHEHHS 9, moimydanu 62 Mr npoaykTa. IIpoayKT HCHOIR30BaIl B TAKOM BHE Ha
CIEIYIOIEeH CTaguu 0e3 OnpeaeNICHUs XapaKTePICTHK.
[Ipomexxyrounoe coequaenue 65. 3-(4-AMuHOopeHMT)-N-(IIUKIOTEKCHIMETIII ) TUPA3HH-2-aMHH
(P)N\H'/Q/ NH2
N
LN

Cranust 1: N-(mukinorekcmimeTnn)-3-(4-aHuTpodeHun) mupa3suH-2-aMuH

NH NO,

N
(N
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHusT TipoMexyTounoro coenuaenust 11) (203 mr, 0,86 MMOb) ¢ IUKIOTeKCHIMeTaHaMUHOM (146 M,
1,29 mmons) ¢ mpuMenenneM Gropuna nes3us (392 mr, 2,58 mmons) B JIMCO (8,0 M) cornacHo crioco0y, orm-
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CaHHOMY Ha CTaauu | momyudeHus MIPOMEXyTOUHOro coequHeHus 51, momydanu 121 mMr npoaykra;

'H SIMP (300 MI'ty, IMCO-dg) & 0,85-0,95 (m, 2H), 1,07-1,17 (m, 3H), 1,51-1,80 (m, 6H), 3,14 (t, J=6,6
I'n, 2H), 6,64-6,68 (m, 1H), 7,84 (s, 1H), 7,90 (d, J=8,7 I'u, 2H), 8,05 (s, 1H), 8,33 (d, J=8,1 I'n, 2H); XA -
MC (m/z) 311 (M-H)".

Cramus 2: 3-(4-amuHOGeHm)-N-(IUKIOTeKCHIMETHI ) TUPA3UH-2-aMIH

VYka3aHHOE COCIUHEHHE MONTydald IIyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 1 (115 mr, 0,37 MMOIIB), ¢ MPUMEHEHHUEM TTOpoIIKa xee3a (62 mr, 1,10 MMOIb) U XJI0pHaa aMMOHUS
(197 wmr, 3,68 MMoIb) B cMecH 3TaHoa u BoApl (12 mit, 5:1) cormacHo criocoOy, OMcaHHOMY Ha CTaauu 4 1oTy-
YEeHUsI [TPOMEXYTOUHOTO coequHEeHNs 9, moaydanu 84 Mr NpoayKTa;

'H SIMP (300 MI'n, IMCO-dg) & 0,88-0,93 (m, 3H), 1,12-1,18 (m, 3H), 1,60-1,76 (m, 5H), 3,12 (t, J=5,7
I'y, 2H), 5,42 (s, 2H), 6,02-6,06 (m, 1H), 6,64 (d, J=8,4 T'u, 2H), 7,33 (d, J=9,0 I'n, 2H), 7,69 (s, 1H), 7,82 (s,
1H); UDP-MC (m/z) 283 (M+H)".

[Mpomexyrounoe coenunenue 66. (S)-3-(4-amuno-3-propdennn)-N-(1-(2-xmopdenun)s>Tria)mupasua-2-

amuH
E\CI
NH NH
NS F
(N

Cramus 1: (S)-3-xmop-N-(1-(2-x10pHEeHIIT)ITHI ) THPaA3HH-2-aMUAH

Q.
NH

N Cl

VYka3aHHOE COCIUHEHHE MOJyJaIn IIyTeM B3aumopencTBus 2,3-muxnopnupazusa (130 mr, 0,87 MMomb) ¢
ruapoxiopuaom (S)-1-(2-xnmopdenmn)stanamunaa (250 mr, 1,31 mmons) ¢ mpuMmenenneM ¢ropuna me3us (530
Mr, 3,48 mmois) B IMCO (8,0 Mi1) cormacHO criocoOy, ONMCaHHOMY Ha CTaauH | TOMydeHHUs TPOMEXYTOTHOTO
coenuHeHus 51, monydanu 159 Mr npoaykra;

'H IMP (300 MTI'u, IMCO-de) & 1,51 (d, J=6,9 T, 3H), 5,42-5,47 (m, 1H), 7,21-7,30 (m, 3H), 7,37-7,42
(m, 2H), 7,48-7,56 (m, 2H), 7,92 (s, 1H).

Cramus 2: (S)-3-(4-amuHo-3-dpropdennn)-N-(1-(2-xmopdennn)rTun)nupa3uH-2-aMiuH

VYka3aHHOE COeIMHEHHE TOJTydalll IyTeM B3aUMOJICHCTBUS MIPOMEXYTOUHOTO COCIMHEHHMS, MTOyYEHHOTO
Ha ctaguu 1 (151 mr, 0,56 MMOIIB), ¢ THHAKOIOBBIM 3pupoM 4-aMuHO-3-GTOpPeHImIO00poHOBOM KUCIOTHI (160
mr, 0,68 wMMonp) ¢ mpuMeHeHueM KapObonata Harpus (180 wmr, 1,69 wmmoms) wu  [1,1-
ouc(audenmndochuno)dpeppoueH|auxnopnamiagus (II) (46 mr, 0,06 mmoins) B cmecu IMCO u Bos! (8,0 mu,
3:1) coriacHo cnoco0y, ONMCaHHOMY Ha CTaaAuH | MOJydeHUs] MPOMEXYTOYHOTo coeanHenus 1, momydanmu 159
MT TIPOJYKTa;

'H SIMP (300 MI'n, IMCO-de) & 1,43 (d, J=6,6 T'ei, 3H), 3,94 (s, 1H), 5,38-5,42 (m, 1H), 5,51 (s, 2H),

6,60 (d, J=6,6 I'y, 1H), 6,83-6,91 (m, 1H), 7,19-7,25 (m, 2H), 7,36-7,41 (m, 2H), 7,46 (d, J=5,7 T'n, 1H), 7,72-
7,78 (m, 2H); UDP-MC (m/z) 343 (M+H)".

IIpomexyrounoe coemuuenue 67. (S)-3-(4-AmuHo-2-propdenmn)-N-(1-(2-xmopdernn)rTrn)nupazuH-2-

aMHH
c,
NH NH3
R
LN F
VYkazaHHOe CcoemuHEHWe TOoaydayd myTeM B3aumonehcTBus (S)-3-xmop-N-(1-(2-xmopdennn)aTun)nu-
pasuH-2-amuHa (ctamus 1 mosydeHus: MPOMEXYTOUHOTO coeuHeHus 66) (206 mr, 0,77 MMOJIB) C TUHAKOJIOBBIM
3dpupom 4-amMmuHO-2-PTOpHEHMWIOOPOHOBOH KUCIOTH (273 Mr, 1,15 MMOIIB) ¢ MpuMeHEeHHEM KapOoHaTa HATPHS
(244 wr, 2,30 mmous) 1 [1,1'-6uc(audenmndocduno)dpeppoueH]|auxnopnaiaaus (II) (63 mr, 0,08 mMomnb) B
cmecu JIMCO u Bozsr (10 mu, 3:1) cormacHo croco0y, ONMCaHHOMY Ha CTaJuH | MOIydeHHs] MPOMEXYTOUHOTO
coenuHeHus 1, momyyanu 149 mr npoxaykra;
'H IMP (300 MI'u, IMCO-dg) & 1,37 (d, J=6,9 T, 3H), 5,38-5,43 (m, 1H), 5,69 (s, 2H), 6,27 (d, J=6,6
I'y, 1H), 6,39-6,51 (m, 2H), 7,09-7,23 (m, 3H), 7,35 (d, J=6,0 I'n, 1H), 7,41-7,45 (m, 1H), 7,71 (s, 1H), 7,81 (s,
1H); UDP-MC (m/z) 343 (M+H)".
[Ipomexyrounoe coequaenne 68. 4-(3-(beH3umokcH )mupa3uH-2 -1 )aHuITHH

EO NH2
NA\/Q/
N

i,
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Cranus 1: 2-(06eH3unokcu)-3-(4-HUTpoeHu ) Iupa3ny

(Po NO,
2O
(N
YkazaHHOe COeMHEHUE MOyl IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MoJTydeHus1 mpoMexxyTouHoro coenunenus 11) (109 mr, 0,46 mmonb) ¢ 6eH3unoBeiM crimpToM (72 mxi, 0,69
MMOJIB) ¢ mpuMeHerneM ¢ropuaa mne3us (280 mr, 1,84 mmons) B JIMCO (8,0 mur) corntacHo crmoco0y, onmmcaH-
HOMY Ha CTaAuH | MOIy4eHHs MIPOMEXyTOYHOTO COeANHEHUs 51, momydann 96 Mr npoayKTa;
'H SIMP (300 MI'u, IMCO-dg) & 5,52 (s, 2H), 7,36-7,40 (m, 3H), 7,45-7,49 (m, 2H), 8,31-8,35 (m, 5H),
8,44 (s, 1H); XUAJI-MC (m/z) 308 (M+H)".
Cranus 2: 4-(3-(6eH3MII0KCH ) TMpa3uH-2-1iT)aHITHH
VYka3aHHOE COeIMHEHHE MOIyJald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IOIYyYEHHOTO
Ha ctaauu 1 (89 mr, 0,29 MMoOIIB), ¢ MPUMEHEHHEM TIopolIKa xene3a (49 mr, 0,87 MMoOIb) U XJIOpHIa aMMOHHUS
(155 wr, 2,89 MMonb) B cMecH aTaHona 1 Boasl (12 mi, 5:1) cormacHo croco0y, onMcaHHOMY Ha cTaguu 4 moiy-
YEeHUsI IPOMEKYTOUYHOTO COCUHEHNUS 9, MoTydanu 72 MT IPOAYKTa;
'H SIMP (300 MI'u, IMCO-dg) 8 5,46 (s, 2H), 5,53 (s, 2H), 6,58 (d, J=8,1 T'y, 2H), 7,36-7,41 (m, 3H),
7,43-7,48 (m, 2H), 7,85 (d, J=8,4 T'u, 2H), 8,01 (s, 1H), 8,20 (s, 1H); XUAA-MC (m/z) 278 (M+H)".
[Ipomexyrounoe coequaerue 69. 4-(3-(1-OeHMIPTOKCH )TUpa3HH-2-1IT)aHUITH

99\/©/NH2

N
(N
Cramus 1: 2-(4-Hurpodenwn)-3-(1-peHmITOKCH ) Tupa3uH

-

N
(N
YkazaHHOe COeMHEHUE MOyl IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHusT TpoMexyTouHoro coeamuenus 11) (203 mr, 0,86 mmons) ¢ 1-dbenmwmranomom (156 mxim, 1,29
MMOJIb) ¢ IpuMeHeHneM (ropuna neszus (392 mr, 2,58 mmoins) B IMCO (10 M) cormacHo crmoco0y, onmucaHHo-
MY Ha CTaJIiH | OTy9IeHHs MPOMEKYTOTHOTO coennHeHus 51, monydanu 196 Mr npoaykra;
'H SIMP (300 MI'ti, IMCO-dg) & 1,64 (d, J=6,3 T'i, 3H), 6,28-6,32 (m, 1H), 7,26-7,34 (m, 3H), 7,42 (d,
J=6,9 ', 2H), 8,24 (s, 1H), 8,35 (s, SH); XUAJI-MC (m/z) 322 (M+H)".
Cranus 2: 4-(3-(1-heHmmToKCH)TUpa3uH-2-1T)aHUINH
VYka3aHHOE COeIMHEHHE MOIyYaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IMOTYyYEHHOTO
Ha cragun 1 (189 mr, 0,59 MMoub), ¢ npUMeHeHHeM MopoIKa xene3a (99 mr, 1,76 MMOJIB) U XJIOpHIa aMMOHHS
(315 mr, 5,88 MMonb) B cMecu aTaHona 1 Boasl (10 mu, 5:1) cormacHo croco0y, onucaHHOMY Ha cTajgud 4 moiy-
YeHUs] IPOMEXKYTOUHOTO coeinHeHus 9, monmyuanu 141 Mr nponykra;
'H IMP (300 MI'i, AIMCO-de) & 1,63 (d, J=6,3 I'n;, 3H), 5,67 (ump.s, 2H), 6,25 (d, J=6,3 ', 1H), 6,64 (d,
J=8,7 'y, 2H), 7,24-7,43 (m, 5H), 7,92 (d, J=8,4 T'u, 3H), 8,14 (s, 1H); XUAJI-MC (m/z) 292 (M+H)".
IIpomexyrounoe coequnenue 70. 4-(3-((2-Xnop-4-PTopOeH3wm)OKCH ) TUpa3uH-2 - 1T )aHUITHH

F
Bo
0 NH
NJ\(@
(N

Cramus 1: 2-((2-xmop-4-propodensmn)okcn)-3-(4-HuTpodheHnIT ) Tpa3uH
F

0 NO,
N
(_N
YkazaHHOe COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
MoJTydeHusl pomMexkyTounoro coeamaenus 11) (203 mr, 0,86 MMoib) ¢ 2-X7I0p-4-GTOPOCH3WIOBBIM CITUPTOM

(152 mxa, 0,94 Mmmonb) ¢ mpuMeneHueM ¢ropuna esns (261 mr, 1,72 mmons) B IMCO (10 mim) cornacHo cro-
co0y, OMMCaHHOMY Ha CTaJWH | MOJy4eHHs NPOMEXyTOYHOTO CoeAnHEeHus 51, momydanu 261 Mr nponaykra;

Cl
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'H IMP (300 MTI'n, IMCO-dg) & 5,56 (s, 2H), 7,25-7,29 (m, 1H), 7,53 (d, J=9,3 T'u, 1H), 7,62-7,68 (m,
1H), 8,28-8,37 (m, SH), 8,46 (s, 1H); XMAJI-MC (m/z) 360 (M+H)".

Cramus 2: 4-(3-((2-x50p-4-pTOpOESH3MIT ) OKCH ) TUPA3UH-2 - M1 ) aHUJTHH

VYka3aHHOE COeITUHEHHE MOIyYald IyTeM BOCCTAHOBJICHHS MPOMEXKYTOYHOTO COCIMHEHHUS, MOTYIEHHOTO
Ha ctaguu 1 (249 wmr, 0,69 MMOITB), C TPUMEHEHNEM Topomka xene3a (116 mr, 2,08 MMOIb) 1 XJIOpHIa aMMO-
aus (370 mr, 6,92 MMoib) B cMecr 3taHosia i Boabl (10 mit, 5:1) cormacHo croco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, momydanu 120 Mr mpoaykra;

'H SIMP (300 MTI'ti, IMCO-dg) & 5,49 (s, 2H), 5,58 (ump.s, 2H), 6,58 (d, J=8,1 ', 2H), 7,25-7,29 (m,
1H), 7,56 (d, J=8,7 I'u, 1H), 7,64 (t, J=8,1 I'n, 1H), 7,82 (d, J=8,1 I'u, 2H), 8,03 (s, 1H), 8,23 (s, 1H); XUA/I-
MC (m/z) 330 (M+H)".

IMpomexyrounoe coeaunenue 71. (R)-4-(3-(1-penmnToken)mupasnH-2-nit)aH LITHH

RENA NH,
N
L_N

Cranus 1: (R)-2-(4-autpodennn)-3-(1-penmmToken)nupasny

w0 NO,

[

VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJYYCHUS POMEKyTouHOoro coenunenus 11) (203 mr, 0,86 mmois) ¢ (R)-1-permmatanonom (109 mxim, 0,95
MMOJIb) ¢ IpuMeHeHneM Qropuaa uesus (326 mr, 2,15 mmons) B JIMCO (8,0 mur) cormacHo cnocoOy, OmucaH-
HOMY Ha CTaJuH | MoIydeHHs: IpPOMEKyTOUHOro coeanHeHus 51, nomyuanu 211 Mr npoaykra;

'H SIMP (300 MI'n, IMCO-dg) & 1,64 (d, J=6,3 I'ni, 3H), 6,29 (d, J=6,3 T'u, 1H), 7,23-7,36 (m, 3H), 7,42
(d, J=6,9 T'u, 2H), 8,24 (s, 1H), 8,35 (s, SH).

Cramus 2: (R)-4-(3-(1-heHnm ToKkeH ) Iupa3suH-2-1i1 ) aHUITIH

VYkazaHHOE COCIMHEHHE IOJyYall ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COSAWHEHHUS, MOIYyICHHOTO
Ha ctaguu 1 (204 mr, 0,70 MMOITB), C TPUMEHEHHEM TIopomka kene3a (118 mr, 2,10 MMOIb) 1 XJI0pHIa aMMO-
aus (374 mr, 70,0 MMoib) B cMecr 3TaHoisia i Boabl (10 mut, 5:1) cormacHo croco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, oyqanu 142 Mr mpoayKTa;

'H SIMP (300 MTI'u, IMCO-de) & 1,64 (d, J=6,3 T'u, 3H), 5,56 (mmp.s, 2H), 6,25 (d, J=6,9 T'n, 1H), 6,63 (d,
J=8,4 T'n, 2H), 7,24-7,44 (m, 5H), 7,89-7,93 (m, 3H), 8,14 (s, 1H); XUAJ-MC (m/z) 292 (M+H)".

[Mpomexyrounoe coeaunenune 72. (S)-4-(3-(1-penmmToken)mmpa3uH-2-1i)aHITHH

o NH,»
N
(N

Cranus 1: (S)-2-(4-aurpodenun)-3-(1-heHnaIToKCH ) THpa3uH

© e
4394
(N

YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHHUsT MPOMEKyTodHOoTro coeamaenus 11) (203 mr, 0,86 Mmonb) ¢ (S)-1-bennmtanonom (114 mxm, 0,91
MMOJIB) ¢ MpuMeHerneM (¢ropuaa mne3us (325 mr, 2,15 mmons) B JIMCO (8,0 mur) coritacHo croco0y, onmmcaH-
HOMY Ha cTaguu 1 ToTydeHus: MPOMEKyTOUHOTO coeAnHeHU 51, momydanu 130 MT poayKTa;

'H SIMP (300 MI'ty, AIMCO-dg) & 1,66 (d, J=6,3 T'u, 3H), 6,29-6,33 (m, 1H), 7,28 (d, ]=6,9 T'n, 1H), 7,35
(t, J=6,9 Tu, 2H), 7,44 (d, J=7,2 T, 2H), 8,26 (s, 1H), 8,37 (s, SH); XUAA-MC (m/z) 322 (M+H)".

Cranus 2: (S)-4-(3-(1-denmmroken ) mmpa3uH-2-1i ) aHUITHH

VYka3aHHOE COeITMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IMOTYyYEHHOTO
Ha craguu 1 (120 mr, 0,41 MMOIB), ¢ IPUMEHEHHEM ITOPOIIIKa kene3a (69 mr, 1,23 MMOJIB) U XJIOpHIa aMMOHHS
(220 mr, 4,11 MMonb) B cMecu 3TaHona 1 Boasl (10 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTagud 4 moiy-
YEeHUsI [TPOMEXYTOUHOTO COeMHEHNUS 9, Toaydanu 87 MI NPOAYKTa;

'H IMP (300 MI'u, IMCO-d) & 1,63 (d, J=6,3 T, 3H), 5,56 (s, 2H), 6,23-6,27 (m, 1H), 6,63 (d, J=9,0
I'y, 2H), 7,26 (d, J=6,9 I'y, 1H), 7,34 (t, J=7,2 I'n, 2H), 7,42 (d, J=7,2 I'y, 2H), 7,89-7,93 (m, 3H), 8,14 (s, 1H);
XUAI-MC (m/z) 292 (M+H)".

-53-



034201

IMpomexyrounoe coeaunenue 73. 4-(3-(1-(2-LuknonponuadeHu1)3TOKCH ) THpa3H-2 -1l )aHUIHH

0 NH

R
Cramus 1: 2-(1-(2-mmuxnonponmwideH)3TOKCH )-3 -(4-HUTPO G EHIIT) TUPA3UH

5

N
(N
VYka3aHHOE COeIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJTydeHUs TpoMexyTouHoTo coeauaenus 11) (400 mr, 1,69 mmons) ¢ 1-(2-nuknonponmidennn)ytaHosiom (275
Mr, 1,69 MMomb) ¢ mpuMmenenneM ¢ropuaa ne3us (770 mr, 5,07 mmonb) B IMCO (15 M) cormacHo criocooy,
OTIICAHHOMY Ha CTanuy | MOJIYIeHHS MPOMEKYTOTHOTO CoequHeHwMs S 1, morydanu 260 MT MpoIyKTa;
'H SIMP (300 MTI', IMCO-de) 8 0,59-0,63 (m, 1H), 0,73-0,77 (m, 1H), 0,89-0,94 (m, 2H), 1,67 (d, J=6.3
I'y, 3H), 2,09-2,13 (m, 1H), 6,76-6,81 (m, 1H), 7,00-7,03 (m, 1H), 7,11-7,15 (m, 2H), 7,31-7,35 (m, 1H), 8,22
(s, 1H), 8,33-8,37 (m, 5H); XUAJI-MC (m/z) 362 (M+H)".
Cranus 2: 4-(3-(1-(2-muxionponmideHIT) S TOKCH ) TUPa3HH-2 -1l )aHUITNH
VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBICHUS MPOMEXYTOUYHOTO COEAMHEHHs, MOTYyYEeHHOTO
Ha craguu 1 (200 mr, 0,55 MMOIB), ¢ IpUMEHEHHEM TTOPOIIKa kene3a (92 mr, 1,65 MMOJIB) U XJIOpHIa aMMOHHS
(296 mr, 5,53 MMonIB) B cMecH 3TaHona 1 Boasl (18 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTajguu 4 moiy-
YEHHS IPOMEKYTOUHOro coeuHeHus 9, nomydanu 140 Mr npoaykra;
'H SIMP (300 MTI', IMCO-dg) 8 0,60-0,64 (m, 1H), 0,74-0,78 (m, 1H), 0,90-0,95 (m, 2H), 1,64 (d, =63
I'u, 3H), 2,11-2,15 (m, 1H), 5,55 (s, 2H), 6,64 (d, J=8,7 I'u, 2H), 6,72-6,76 (m, 1H), 7,01-7,05 (m, 1H), 7,11-
7,17 (m, 2H), 7,34-7,38 (m, 1H), 7,89-7,96 (m, 3H), 8,12 (s, 1H); XUAJI-MC (m/z) 332 (M+H)".
[Ipomexyrounoe coequaenne 74. 4-(3-(1-DeHUTITUKIONMPOTIOKCH ) TUPA3UH-2 -1 )aHHIIAH

% oy
Lo
Cranus 1: 2-(4-antpodenni)-3-(1-heHmIIUKIONPOIIOKCH)TUPAa3HH

% NO2
1O
YkazaHHOE COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MoJTydeHus: mpoMexxyTounoro coeamaenus 11) (151 mr, 0,64 mmoins) ¢ 1-pernmukiaonpomnanonom (129 wr,
0,96 mMoip) ¢ mpumeHeHueM ¢ropuna nes3us (389 mr, 2,56 mmoinps) B IMCO (10 mit) cornmacHo crmoco0y, omnu-
CaHHOMY Ha CTaJMU | MOIy4eHHs MPOMEXYTOUHOTO COeANHEeHNUs 51, momydanu 76 Mr npoayKTa;
'H SIMP (300 MI'u, IMCO-d) & 1,39-1,43 (m, 2H), 1,49-1,53 (m, 2H), 7,20-7,28 (m, 5H), 8,21 (s, 1H),
8,30-8,41 (m, 5H).
Cranust 2: 4-(3-(1-heHmIIIKIONPONOKCH ) THPAa3HH-2-1IT)aHIINH
VYka3aHHOE COeIMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, IOIyYEHHOTO
Ha ctaauu 1 (72 mr, 0,22 MMOIIB), ¢ TPUMEHEHHEM TIopomIKa kene3a (36 mr, 0,64 MMOIIb) U XJIOpHIA AMMOHHUS
(116 mr, 2,16 MMonb) B cMecu 3TaHona 1 Boasl (10 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTajguu 4 moiy-
YEeHUs IPOMEXKYTOUHOTO COeANHEHUs 9, momydanu 65 mr npoaykra. [IpoaykT ucnonb30Bany B TAKOM BHIE Ha
cienyronel craanu 6e3 onpeaeeHns XapaKTePUCTHK.
IIpomexxyrounoe coequaenue 75. (R)-4-(3-(1-(2-xa0pheHmn) 3 TOKCH ) THpa3uH-2 - 1T )aHUITHH

Cl
RO NH,
(O
Cranus 1: (R)-2-(1-(2-xnopdeHmn)aToken)-3-(4-HuTpodeHmIT) I pasny

o NO,
N

(AN
VYka3aHHOE COeIMHEHUE MOTyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
HOy4eHHsI IpoMexyTouHoro coeaunenus 11) (300 mr, 1,27 mmons) ¢ (R)-1-(2-xnopdennn)atanonom (209 wmr,
1,33 mmons) ¢ mpumeHenueM ¢ropuna uesus (580 mr, 3,82 mmoins) B IMCO (10 M) cormacHo cioco0y, Omu-

Cl
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CaHHOMY Ha CTaauu | momydeHus MPOMEXyTOUHOT0 coequHeHus 51, momydanu 374 Mr npoayKra;

'H SIMP (300 MI'u, IMCO-de) 8 1,66 (d, J=6,3 T, 3H), 6,50-6,54 (m, 1H), 7,29-7,36 (m, 3H), 7,44-7,49
(m, 2H), 8,25 (s, 1H), 8,38 (s, 4H).

Cramus 2: (R)-4-(3-(1-(2-xmopdeHnT)ITOKCH ) THpa3HH-2-1J ) AHHITUH

VYkazaHHOE COCIMHEHHE IOJyYald ITyTeM BOCCTAHOBIICHHUS MPOMEXYTOYHOTO COCAMHEHHS, MOIYyICHHOTO
Ha ctaguu 1 (366 mr, 1,03 MMoOITB), C MPUMEHEHNEM TIopoIlka xkene3a (172 mr, 3,08 MMOIb) 1 XJIOpHIa aMMO-
Hus (550 mr, 10,28 MMoib) B cMecH dTaHoIa U BoIbl (25 mut, 5:1) cornacHo criocoOy, onmMcaHHOMY Ha cTaanu 4
MOJTyYEHHUS IPOMEKYTOUHOTO COSTUHEHHS 9, morydanu 230 Mr mpoayKTa;

'H SIMP (300 MI'u, IMCO-d) & 1,64 (d, J=6,3 T'u, 3H), 5,58 (s, 2H), 6,45-6,50 (m, 1H), 6,64 (d, J=8,7
I'y, 2H), 7,29-7,32 (m, 2H), 7,43-7,47 (m, 2H), 7,90-7,95 (m, 3H), 8,15 (s, 1H).

IMpomexyrounoe coeaunenune 76. (S)-4-(3-(1-(2-xa0pheHnT)aTOKCH ) THpa3uH-2-1IT)aHUIINH

¥

N
(_N
Cranus 1: (S)-2-(1-(2-xsopdeHnn)aToken)-3-(4-HUTpodeHUIT) THPa3HH

cl
)
N
(N
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
noJTydeHust mpomexxytouHoro coequaerust 11) (300 mr, 1,27 mmons) ¢ (S)-1-(2-xnmopdennn)atanonom (209 mr,
1,33 mMmois) ¢ mpumeHeHueM (¢ropuna nesus (580 mr, 3,82 mmoins) B IMCO (10 mi) cormacHo crocoly, onu-
CaHHOMY Ha CTaauu | momydeHus MpoMEeXyTOUHOro coequHenus 51, momydanu 398 mMr npoaykra;
'H SIMP (300 MI't, IMCO-de) 8 1,66 (d, J=6,3 T, 3H), 6,50-6,54 (m, 1H), 7,30-7,34 (m, 2H), 7,43-7,47
(m, 2H), 8,25 (s, 1H), 8,38 (s, SH).
Cranus 2: (S)-4-(3-(1-(2-x10pheHnT)aToKCH ) TMpa3uH-2-1IT)aHUITNH
VYka3aHHOE COeITMHEHHE MOIydald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IOIYyYEHHOTO
Ha ctaanu 1 (392 wmr, 1,10 Mmouts), ¢ IprMeHeHHeM Mopoluka xenes3a (185 mr, 3,30 Mmoup) U XJ0puaa aMMo-
Hus (589 mr, 11,01 Mmmons) B cMecu dTanona u Bousl (10 mut, 5:1) cormacHo criocoOy, onmMcaHHOMY Ha cTaauu 4
MOJTyYEHHUS IPOMEKYTOUYHOTO COSTUHEHHS 9, MOTyqann 246 MT TIPOIYKTa;
'H SIMP (300 MT'i, IMCO-dg) & 1,64 (d, J=6,3 T, 3H), 5,57 (s, 2H), 6,44-6,48 (m, 1H), 6,64 (d, J=8.4
I'm, 2H), 7,28-7,32 (m, 2H), 7,42-7,46 (m, 2H), 7,89-7,95 (m, 3H), 8,14 (s, 1H).
[Ipomexyrounoe coequaenue 77. 4-(3-(2-XaopheHOKCH ) TUpa3uH-2-1T)aHUITHH

cl
©[O NHz
39
(N
Cramus 1: 2-(2-xnopdeHokcn)-3-(4-HuTpodheHnn)mupasuH
cl
@O NO,
2
(N

YkazaHHOe COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
MOJTyYeHHUsT MPOMEKyTodHOTO0 coeaunenus 11) (200 mr, 0,85 mmons) ¢ 2-xmopdenosnom (131 mr, 1,02 Mmmoitp) ¢
MpUMeHeHneM KapOoHata 1e3us (415 mr, 1,27 mmoins) B IMCO (5,0 M) cormacHo croco0y, OMMCaHHOMY Ha
ctaauu | MoydeHus MPOMEKYTOYHOTO coenHeHus 51, momydanu 151 Mr npoaykra;

'H AIMP (300 MI', IMCO-dg) & 7,34-7,40 (m, 1H), 7,45-7,52 (m, 2H), 7,63 (d, J=7,2 T'n, 1H), 8,26 (s,
1H), 8,41 (s, 4H), 8,60 (s, 1H).

Cranus 2: 4-(3-(2-x10pheHOKCH ) TUpa3HH-2-1T)aHUINH

VYka3zaHHOE COCIMHEHUE IMOJyYaIH ITyTeM BOCCTAHOBJICHHUS MPOMEKYTOYHOTO COCAMHCHUS, MOTYICHHOTO
Ha ctamuu 1 (151 mr, 0,46 MMOIIB), ¢ IPUMEHEHHUEM MopoIIka kene3a (129 mr, 2,30 MMOJIB) U XJIOpHIAa aMMO-
Hus (247 mr, 4,61 MMoub) B cMecH 3TaHosia i Boabl (18 mur, 5:1) cormacHo crmoco0y, omMcaHHOMY Ha cTamuu 4
MOJTyYEHHUS TIPOMEKYTOUHOTO COSTUHEHHS 9, MOTyqann 89 MT MPOIYyKTa;

'H SIMP (300 MI'n, IMCO-dg) 8 5,62 (s, 2H), 6,66 (d, J=8,1 T'u;, 2H), 7,29-7,33 (m, 1H), 7,39-7,43 (m,
2H), 7,61 (d, J=8,1 T'n, 1H), 7,90-7,97 (m, 3H), 8,35 (s, 1H); XUAJI-MC (m/z) 298 (M+H)".

NO,
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IMpomexyrounoe coeaunenune 78. (R)-4-(3-(1-(2-xmop-4-MeTHII(EHNIT)ITOKCH )TUPA3HUH-2- 1T ) aHITHH

Cl
o NH,
N
(_N
Cranus 1: (R)-2-(1-(2-xnop-4-metnndeHuin)aTokcn)-3-(4-HuTpoheHIT ) IMpasuH
.
w0 NO,
LT
(N

YkazaHHOE COeMHEHUE MOTyJalld ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJTydeHHUsl MpoMekyTodHoro coequaerus 11) (203 mr, 0,86 mmoip) ¢ (R)-1-(2-xmop-4-MeTrindeH)3TanoIoM
(147 mr, 0,86 mmons) ¢ mpumeHerneM ¢Gropuaa 1esus (392 mr, 2,58 mmons) B JIMCO (8,0 mur) corsacHo cro-
co0y, OITMCAaHHOMY Ha CTaJMH | TIOTYUISHHS IPOMEKYTOUHOT0 coeanHeHus 51, monydanu 161 mMr npoaykra;

'H SIMP (300 MTI'ti, IMCO-dg) 8 1,64 (d, J=6,3 T'ni, 3H), 2,26 (s, 3H), 6,46-6,50 (m, 1H), 7,12-7,16 (m,
1H), 7,28-7,34 (m, 2H), 8,24 (s, 1H), 8,37 (s, SH); XMAJI-MC (m/z) 370 (M+H)".

Cranus 2: (R)-4-(3-(1-(2-x10p-4-MeTHIPEHMIT)ITOKCH ) TUPA3UH-2 -1 ) aHUIHH

VYka3aHHOE COeIMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, ITOIyYEHHOTO
Ha cragun 1 (188 mr, 0,51 MMoIb), ¢ IpUMEHEHHEM TOPOIIKa kene3a (85 mr, 1,52 MMOJIB) U XJIOpHIa aMMOHHS
(272 wr, 5,08 MMoTIB) B cMecH 3TaHona ¥ Boasl (12 mi, 5:1) cormacHo crioco0y, onMcaHHOMY Ha cTaguu 4 moiy-
YeHUs IPOMEXKYTOUHOTO coeinHeHus 9, nmonyuyanu 140 Mr npoaykra;

'H IMP (300 MI'u, IMCO-dg) 8 1,61 (d, J=6,3 T'u, 3H), 2,25 (s, 3H), 5,55 (s, 2H), 6,41-6,45 (m, 1H),
6,63 (d, J=6,9 I', 2H), 7,12 (d, J=8,4 I'u, 1H), 7,26-7,34 (m, 2H), 7,87-7,91 (m, 3H), 8,13 (s, 1H); XUAA-MC
(m/z) 340 (M+H)".

[Ipomexyrounoe coequaenne 79. 4-(3-((3,5-AnuMeTHIN30KCa301-4-HIT)METOKCH ) TUPA3UH-2-FJT )aHUITAH

5
/\C NH,

2O

L N
Cranus 1: 3,5-mumermin-4-(((3-(4-auTpodheHILT ) THpa3UH-2 -HIT)OKCH )METHI ) ©30KCA30JT
o NO,

LT
LN

YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodeHmn)nupasuHa (cramus 1
MOJTy4eHUsT TPOMEXyTouHoro coemamunenus 11) (112 wmr, 0,48 wmwmomp) ¢ (3,5-muMernnm3okcazon-4-
nin)Meranosiom (61 mr, 0,48 MMonb) ¢ mpumeHeHueM (ropuna me3us (216 mr, 1,43 mmons) B JIMCO (8,0 M)
COTJIACHO CIoco0y, OMMCAHHOMY Ha CTaauu | MOJydeHHsS MPOMEXKYTOUHOTO coenuHeHus 51, momydanu 109 mr
TIPOYKTA;

'H SIMP (300 MI'ty, IMCO-dg) & 2,22 (s, 3H), 2,45 (s, 3H), 5,33 (s, 2H), 8,22 (d, J=8,7 I'n, 2H), 8,32-8,38
(m, 3H), 8,43 (s, 1H).

Cranus 2: 4-(3-((3,5 -aumeTnnm3okca3oin-4-nir)MeTOKCH ) TUPa3UH-2 - 1) aHUIIHH

VYka3aHHOE COeIMHEHHE MOIyYaId ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHHS, ITOIYyYEHHOTO
Ha crazuu 1 (102 mr, 0,31 MMoIB), ¢ IpUMEHEHHEM TTOpoIKa xxenesa (52 mr, 0,94 MMoJIB) M XJIOpHIa aMMOHUS
(167 mr, 3,13 MMonB) B cMecH 3TaHona 1 Boasl (12 mi, 5:1) cormacHo croco0y, onucaHHOMY Ha cTajguu 4 moiy-
YEHHS IPOMEKYTOYHOTO COSANHEHHS 9, MOIyJaau 56 MT MPOAYKTa;

'H SIMP (300 MI'n, IMCO-dg) & 2,23 (s, 3H), 2,43 (s, 3H), 5,27 (s, 2H), 5,53 (s, 2H), 6,57 (d, J=8,1 T',
2H), 7,79 (d, J=8,7 T'n, 2H), 8,03 (s, 1H), 8,21 (s, 1H).

IIpomexyrounoe coequnenue 80. 4-(3-(2-(3,5-/IluMeTnn30Kca30-4-1I)3TOKCH ) TUPa3uH-2-1IT)aHUTHH

N-O

g

NH,

Va
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Cranus 1: 3,5-numernn-4-(2-((3-(4-HuTpodh eHIIT ) IUpa3uH-2-1T)OKCH ) ITHI ) U30KCA30IT
N-Q

o
N

VYka3aHHOE COeIMHEHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HuTpodenun)nupasuna (craaus |
MOJNY4eHHsI TIPOMEXyTo4yHoro coexuneHus 11) (203 wmr, 0,86 mmonb) ¢ 2-(3,5-muMermnnzoxcason-4-
win)atanonoM (121 mr, 0,86 Mmoip) ¢ npumeHeHneM ¢ropuaa uesus (392 wmr, 2,58 mmons) B IMCO (8,0 mi)
COTJIACHO CII0cO0Y, ONMMCAHHOMY Ha CTaJuH | IOJy4eHHUs] IPOMEXYTOYHOTo coeauHenus 51, nomydanu 149 mr
NPOJYKTa;

'H SIMP (300 MTI', IMCO-de) & 2,10 (s, 3H), 2,19 (s, 3H), 2,84 (t, J=6,6 I'i, 2H), 4,51 (t, J=6,6 I';, 2H),
8,18 (d, J=8,7 I', 2H), 8,28-8,33 (m, 3H), 8,40 (s, 1H).

Cramus 2: 4-(3-(2-(3,5-nuMeTHiIn30Kca30I1-4-1i1)dTOKCH ) ITUPA3HH-2-1J1 ) aHUITIH

VYka3aHHOE COCIMHEHHE MOIydad IIyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHUS, MOIYyIEHHOTO
Ha ctaguu 1 (141 mr, 0,41 MMoOIIB), ¢ IPUMEHEHHEM TopoIika xee3a (70 mr, 1,24 MMOIb) B XJIOpUIa aMMOHUS
(221 wr, 4,14 MmMoIb) B cMecH dTaHoia u BoApl (12 mit, 5:1) corimacHo criocoOy, OMcaHHOMY Ha CTaauu 4 1oTy-
YEHHS IPOMEKYTOUHOr0 CoeAuHeHus 9, momydanu 121 mr npoxaykra;

'H SIMP (300 MI'u, IMCO-dg) & 2,14 (s, 3H), 2,24 (s, 3H), 2,83 (t, J=6,6 ', 2H), 4,45 (t, J=6,6 T'u, 2H),
5,53 (s, 2H), 6,58 (d, J=8,1 T'u, 2H), 7,71 (d, J=8,4 ', 2H), 7,97 (s, 1H), 8,16 (s, 1H); UDP-MC (m/z) 311
(M+H)".

IMpomexyrounoe coeaunenue §1. 4-(3-((2-xopOEH3MIT)OKCH)THPA3UH-2-1IT)aHUIINH

%OW

o]
N
(N

Cramus 1: 2-((2-xsmop6en3nin)okcn)-3-(4-HuTpodeHIIT ) THUpa3uH

@;QM

O
N7
(N
YkazaHHOe COeMHEHUE MOyl ITyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
TOJTyYeHUsT TPOMEXyTodHOTO coenuHeHus 11) (203 mr, 0,86 MMoIb) ¢ 2-XJI0pOSH3MIOBEIM criiupToM (123 wr,
0,86 MmoIb) ¢ IpuMeHeHneM gropuna nesus (392 mr, 2,58 mmons) B JIMCO (8,0 M) corniacHo crioco0y, orm-
CaHHOMY Ha CTaauu | momyudeHus MPOMEeXyTOUHOro coequHenus 51, momydanu 110 mMr npoaykra;
'H SIMP (300 MI'u, IMCO-dg) & 5,59 (s, 2H), 7,38-7,42 (m, 2H), 7,49-7,53 (m, 2H), 8,28-8,32 (m, 5H),
8,46 (s, 1H).
Cranus 2: 4-(3-((2-x10pOeH3MIT) OKCH ) THPa3HH-2-1IT)aHUITUH
VYka3aHHOE COeITMHEHHE MOIyYald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, IOIYyYEHHOTO
Ha cragun 1 (101 mr, 0,29 MMOIB), ¢ TpUMEHEHHEM TOPOIIKa kene3a (49 mr, 0,88 MMoJIB) M XJTOpHIa AMMOHUSA
(158 wmr, 2,95 MMoIb) B cMecH 3TaHoa u BoAwl (12 mit, 5:1) corimacHo ciocoOy, OnmMcaHHOMY Ha CTaanu 4 1oTy-
YEHHS IPOMEKYTOYHOTO COSANHEHHS 9, OIyJaau 78 MT MIPOAYKTa;
'H SIMP (300 MI'n, IMCO-dg) & 5,52 (s, 4H), 6,58 (d, J=7,8 T'u, 2H), 7,37-7,41 (m, 2H), 7,53-7,57 (m,
2H), 7,83 (d, J=8,4 I'u, 2H), 8,02 (s, 1H), 8,22 (s, 1H); UDP-MC (m/z) 312 (M+H)".
[Ipomexyrounoe coequHenne 82. 4-(3-(2-(4-MeTunTHa30I-5-1i)3TOKCH ) TUPA3UH-2-11 ) aHUITIH

N
4
o NH;
b
(N
Cramus 1: 5-(2-((3-xmoprmpa3nuH-2-1i1)0KCH )3 THI )-4-METHIATHA3O0IT
(1 0\/\((
VYkazaHHOe COeTUHEHHE MOTyJalld MyTeM B3auMojaercTBus 2,3-auxnoprnupazuna (200 mr, 1,34 Mmodb) ¢
2-(4-metnnTrazon-5-mn)atanonoM (230 mr, 1,61 Mmonb) ¢ mpumeHeHreM ¢Gropuaa 1e3us (612 mr, 4,01 MMoIb)
B JIMCO (10 mur) coritacHO crmoco0y, OMMCaHHOMY Ha CTafuH | MOJy4eHHs MTPOMEXYTOUHOTO COeAMHECHHS 51,
nonay4anyu 326 Mr NpoayKra;
'H IMP (300 MI'u, CDCls) & 2,46 (s, 3H), 3,31 (t, J=6,3 T'u, 2H), 4,55 (t, J=6,3 T, 2H), 7,93-8,01 (m,
2H), 8,63 (s, 1H).
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Cranus 2: 4-metnn-5-(2-((3-(4-HuTpodheHrT) mUpa3uH-2 -1 )OKCH ) ITHIT ) THA30J1

«”Ti
S
o NO,
O
(N

VYka3zaHHOe COeAMHEHHE MOyJyalu IyTeM B3auMOJEICTBUS MPOMEKYTOUHOIO COEAUHEHUs, MOTYydEeHHOTO
Ha ctaauu 1 (160 mr, 0,63 MMOIB), ¢ MIHHAKOJIOBEIM 3(UpOM 4-HUTpOoPEeHMIO0pOHOBOH KucaoThI (187 mr, 0,75
MMOJNB) C TpuUMeHeHmeM kapOonara kamus (259 wmr, 1,88 wmmoms) w  xommiekca [1,1'-
ouc(audennndocuno)peppoueH|auxnopnamwiagus (1I) ¢ guxmopmeranom (26 mr, 0,03 MMonb) B cMecH
JAMCO u Bozs! (12 mi, 3:1) mpu KT cormacHo crmoco0y, OnmrcaHHOMY Ha CTaauu | MOTydeHHsI MPOMEKYTOTHOTO
coenuHeHUs 1, momydanu 96 Mr mpoayKTa;

'H SIMP (300 MTI'tr, IMCO-de) & 2,27 (s, 3H), 3,32 (t, J=6,3 T, 2H), 4,61 (t, J=6,3 'y, 2H), 8,16 (d, J=8.7
', 2H), 8,26-8,33 (m, 3H), 8,41 (s, 1H), 8,83 (s, 1H); UDP-MC (m/z) 343 (M+H)".

Cramus 3: 4-(3-(2-(4-MeTHATHA30II-5-HIT)dTOKCH ) TUPA3UH-2 -1 )aHUJTHH

VYka3aHHOE COCIUHEHHE MONTydad ITyTeM BOCCTAHOBJICHHS MPOMEXYTOUYHOTO COCAMHECHHS, MOIYyIEHHOTO
Ha ctaauu 2 (90 mr, 0,26 MMOIIB), ¢ TPUMEHEHNEM TIopomIKa kene3a (73 mr, 1,31 MMoIb) 1 XJIOpHIa aMMOHHUS
(141 mr, 2,63 MMo7B) B cMecH 3TaHona 1 Boasl (18 mi, 5:1) cormacHo crioco0y, onucaHHOMY Ha cTajgud 4 moiy-
YEeHUsI [TPOMEXYTOUHOTO COeMHEHNUS 9, TOTydanu 56 Mr IpOAyKTa;

'H SIMP (300 MI'u, IMCO-dg) & 2,32 (s, 3H), 3,31 (t, J=6,3 I'n, 2H), 4,54 (t, J=6,3 T'u, 2H), 5,53 (s, 2H),
6,56 (d, J=8,7 I'u, 2H), 7,73 (d, J=9,0 I'u, 2H), 7,98 (s, 1H), 8,18 (s, 1H), 8,84 (s, 1H); UDP-MC (m/z) 313
(M+H)".

[Ipomexyrounoe coequaenue 83. 4-(3-(L{UKI0reKCHIMETOKCH ) TUPA3HH-2-FJT ) aHITAH

o NH;
N
LN
Cramus 1: 2-(IUKIOTEKCHIMETOKCH)-3-(4-HUTPODESHNIT ) TUpa3uH
Eo NO,
N
LN

YkazaHHOe COeIMHEHUE MOTyJalld IyTeM B3aUMOACHCTBHS 2-XJI0p-3-(4-HuTpodenmn)nupasuHa (cramus 1
MOJy4eHHsI IpoMexxyTouHoro coenunaenus 11) (203 mr, 0,86 Mmous) ¢ nuksiorekcuinMeTanosiom (99 wmr, 0,86
MMOJIb) ¢ IpuMeHeHneM (ropuaa uesus (392 mr, 2,58 mmons) B JIMCO (8,0 mur) cormacHo cnocoOy, OmUcaH-
HOMY Ha CTaJuu | MoIydeHHs: IpPOMeKyTOUHOro coeanHeHus 51, nonyuanu 141 mr npoaykra;

'H SIMP (300 MI't;, IMCO-de) 8 1,03-1,28 (m, 5H), 1,68-1,81 (m, 6H), 4,24 (d, J=5,7 T'u, 2H), 8,25-8,32
(m, 2H), 8,33-8,41 (m, 4H).

Cramus 2: 4-(3-(IMKIOTEKCHIIMETOKCH )TUPA3UH-2 -MJT)aHUITHH

VYkazaHHOE COCIMHEHHE TOJyYald ITyTeM BOCCTAHOBJICHHUS MPOMEXYTOYHOTO COSAMHEHHUS, MOTYyICHHOTO
Ha ctaguu 1 (132 mr, 0,42 MMOIIB), ¢ IPUMEHEHHEM TopoIika xee3a (70 mr, 1,26 MMOJIb) B XJIOpUIa aMMOHUS
(225 wr, 4,21 MMoib) B cMecH 3TaHona u Bozpl (10 mut, 5:1) corimacHo criocoOy, OMcaHHOMY Ha CTaanu 4 1moTy-
YeHHS TIPOMEKYTOUHOTO coenHeHus 9, momydanu 103 Mr nmpoaykra;

'H SIMP (300 MT't;, IMCO-de) & 1,00-1,24 (m, 5H), 1,68-1,81 (m, 5H), 3,15-3,21 (m, 1H), 4,16 (d, J=3,9
I'y, 2H), 5,51 (s, 2H), 6,61 (d, J=8,7 I'n, 2H), 7,83 (d, J=7,2 ', 2H), 7,96 (s, 1H), 8,15 (s, 1H); UDP-MC (m/z)
282 (M-H).

IMpomexyrounoe coeaunenune 84. 4-(3-(3-(0eH3un0KCH)a3eTHANH- | -WIT)THpa3HH-2-WIT)aHUINH

e
Q oy
&/@NH

Cranus 1: 2-(3-(6eH3uiIoKcH ))a3eTHIUH- 1 -11)-3-(4-HUTpOoeHUIT ) T pa3uH

pe
Q@ o
&/@NO
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VYka3aHHOE COEIMHEHHUE MOyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJIyUYeHUsT MpoMexyTrouHoro coeaunenus 11) (162 wmr, 0,69 wMMoiab) ¢ THIPOXJOPUIOM  3-
(6ensmokcn)azeruanna (151 mr, 0,76 MMmoib) ¢ mpuMeHeHueM (¢ropuza nesus (418 mr, 2,75 mmons) B8 IMCO
(8,0 M) cormacHO crmoco0y, ONMMMCAaHHOMY Ha CTaJuU | MOyYIEeHUs MPOMEKYTOTHOTO COSAMHEHUS 5 1, omyJanu
217 MT IpOoayKTa;

'H SIMP (300 MI'n, IMCO-dg) & 3,52-3,59 (m, 2H), 3,84-3,92 (m, 2H), 4,33-4,39 (m, 3H), 7,27-7,31 (m,
5H), 7,83 (d, J=8,1 I', 2H), 8,13 (s, 1H), 8,21 (s, 1H), 8,31 (d, J=8.,4 'y, 2H); UDP-MC (m/z) 363 (M+H)".

Cramus 2: 4-(3-(3-(0eH3MII0KCH )a3e TU I H- | -1IT) TUpa3iH-2 -1 ) aHAITHH

VYka3zaHHOE COEIUHEHHE MOJIyYaly IMyTeM BOCCTAHOBIECHUS MPOMEXYTOUYHOIO COEAMHEHHs, MOTYyYEHHOTO
Ha craguu 1 (209 mr, 0,57 MMOIB), ¢ IPUMEHEHHEM TTOPOIIKa kene3a (97 mr, 1,72 MMOJIB) M XJIOpHIa aMMOHHS
(308 mr, 5,76 MMonb) B cMecH 3TaHona 1 Boasl (10 mi, 5:1) cormacHo croco0y, onucaHHOMY Ha cTagud 4 moiy-
YeHUs IPOMEXKYTOYHOTO coeinHeHus 9, monyyanu 161 Mr nponykra;

'H SIMP (300 MI'u, IMCO-dg) & 3,32-3,57 (m, 2H), 3,86-3,91 (m, 2H), 4,34-4,37 (m, 1H), 4,38 (s, 2H),
5,40 (s, 2H), 6,61 (d, J=8,4 'y, 2H), 7,28-7,32 (m, 7H), 7,96 (s, 2H); UDP-MC (m/z) 333 (M+H)".

IIpomexyrounoe coequnenue 85. 2-((3-(4-AmuHopeHHN ) THpa3HH-2-1T)aMHHO )-2-(QeHIIA TAaHOT

HOEPNH NH,
N
Cramus 1: 2-((3-xyoprnupa3uH-2-1in)aMiHO )-2-(peHHII TAaHOT

HOE;NH

N

Cwmech 2,3-muxnopnupaszuna (1,0 v, 6,71 Mmmonb) u (1)-2-amuno-2-permmTanona (1,02 r, 7,45 MMoib) B
1,4-nnokcane (15 M) KUIIATHIIM TIPH TeMIIepaType 0OpaTHON KOHAEHCAIMH B TedyeHHe HOuH. CMech OXJIaXIallH
1o KT u koHneHTpupoBaiu B Bakyyme. [lomydeHHbIi ocTaTok pa36asisiin sTrinaneraTtoM (30 MiT) 1 IPOMBIBAIIN
Boso# (30 mur), 3ateM coneBbIM pacTBopoM (40 mir). OpraHudeckuil cIoi Cymuim HajJ 6€3BOTHBIM CYIIb(haTOM
HaTpysl U KOHIEHTPUPOBAIHM IPH TOHMXEHHOM AaBieHUH. [1oaydeHHBIH 0CTaTOK OYHUIIAIN ITyTeM KOJIOHOYHOM
XpoMatorpaduu Ha CHIIMKAarese ¢ mojydeHueM 548 Mr LeneBoro MpoIyKTa;

'H SIMP (300 MI'u, CDCl5) & 3,60-3,65 (m, 1H), 3,86-3,91 (m, 1H), 4,96-5,02 (m, 1H), 5,63 (mup.s, 1H),
7,28-7,41 (m, 5H), 7,62 (s, 1H), 7,93 (s, 1H).

Cramus 2: 2-((3-(4-amMmuHOQEHMIT)TUPA3HH-2-FJT)aMIHO )-2 -() SHUITITAHOI

VYka3aHHOE COEIMHEHHE TOJTydJalll ITyTeM B3aUMOJAEHCTBUS MPOMEXYTOUHOTO COCIMHEHMS, MOIYyIEHHOTO
Ha craguu 1 (200 mr, 0,80 MMOJTB), C THHAKOIOBBIM 3PHUPOM 4-aMHHOGEHIITIOOPOHOBOH KucnoThI (210 mr, 0,96
MMOJI) C TIpEMEHEeHWeM kapOoHata Harpus (255 wr, 2,40 wmmonp) w  kKomiuiekca  [1,1'-
ouc(audennndocuno)dpeppoueH|auxnopnamwiagus (1I) ¢ guxmopmeranom (65 mr, 0,08 mMMonb) B cMmecu
JAMCO u Bogs! (12 M, 3:1) npu 80°C coryacHo criocoOy, ONMMCAaHHOMY Ha CTaauH | MOIyYeHHs IPOMEXKYTOU-
HOTO coefuHeHus 1, momydanu 127 mr npoxaykra;

'H SIMP (300 MI'u, IMCO-dg) & 3,34-3,42 (m, 1H), 3,56-3,62 (m, 1H), 4,80-4,84 (m, 1H), 5,43 (s, 2H),
5,56-5,58 (m, 1H), 6,01 (ump.s, 1H), 6,62 (d, J=8,4 I'y, 2H), 7,29 (d, J=8,7 I', 2H), 7,32-7,36 (m, SH), 7,75 (s,
1H), 7,86 (s, 1H).

[Ipomexyrounoe coequaenne 86. (R)-4-(3-(1-(2,4-muMe T eHIT)ITOKCH ) TUPa3UH-2 -1 )aHITAH

IE NH;

N

X
(N

Cl

Cramus 1: (R)-2-(1-(2,4-mumeTrndeHnn)3ToKCH )-3-(4-HATPOPEHIIT ) TUPaA3HH

w0 @/Noz
(O

VYka3aHHOE COeIMHEHHUE MOTyYalH ITyTeM B3auMOJCHCTBHS 2-XJI0p-3-(4-HUTpodenun)nupasuna (craaus |
MOJYYCHUS TPOMEKyTouHoro coemuuenus 11) (203 wr, 0,85 mmoins) ¢ (R)-1-(2,4-auMeTriieHIT)3TaHOIOM
(128 wmr, 0,85 MmMoms) ¢ mpumeneHueM ¢ropuna nesus (386 mr, 2,54 mmoins) B JIMCO (8,0 mur) cormacHo cro-
co0y, ONMCaHHOMY Ha CTaAWH | MOJy4eHHs NPOMEXYTOYHOTo coenHeHus 51, momydanu 123 Mr nponykra;

'H SIMP (300 MT', IMCO-dg) & 1,60 (d, J=6,3 T, 3H), 2,19 (s, 3H), 2,35 (s, 3H), 6,35-6,42 (m, 1H),
6,91-6,96 (m, 2H), 7,23 (d, J=7,8 T'u, 1H), 8,22 (s, 1H), 8,29-8,36 (m, 5H); XUAJI-MC (m/z) 350 (M+H)".
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Cranmus 2: (R)-4-(3-(1-(2,4-aumeTnin e HIIT )3 TOKCH ) ITUPAa3HH-2-1IT ) aHUIINH

VYka3aHHOE COeITUMHEHHE MOIyJald ITyTeM BOCCTAHOBJICHHS MPOMEXYTOYHOTO COEIMHEHMS, ITOIYyYEHHOTO
Ha ctaguu 1 (117 mr, 0,33 MMOIIB), ¢ MPUMEHEHHEM MOpoIIKa xeye3a (56 mr, 1,00 MMOIb) U XJI0pUIa aMMOHUS
(180 mr, 3,34 MMoIb) B cMecH 3TaHoa u BoApl (12 mit, 5:1) corimacHo criocoOy, ONMMCaHHOMY Ha CTaauu 4 ToTy-
YEHUsI TPOMEKYTOUHOTO COeMHEHNUs 9, oaydanu 72 Mr IPOAYKTa;

'H SIMP (300 MTI'n, JIMCO-dq) & 1,58 (d, J=6,3 T't, 3H), 2,20 (s, 3H), 2,35 (s, 3H), 5,52 (s, 2H), 6,33-6,37
(m, 1H), 6,63 (d, J=8,1 I'y, 2H), 6,93-6,99 (m, 2H), 7,21-7,27 (m, 2H), 7,90 (s, 1H), 7,92 (s, 1H), 8,10 (s, 1H).

[Ipomexyrounoe coequnenne 87. 4-(3-(4-(Oxkceran-3-wi)nunepa3uH- | -win) IHpa3suH-2-1i1 ) aHUITHH

<o

N

CJ Nt

N
N
N
Cramus 1: TpeT-0yTun-4-(3-xmopnupa3uH-2-wi) IUIepa3uH- | -kapOokcuiaT
Boc
N
[D‘\]rm
(@

VYka3zaHHOE COCMHCHHE MOIYYald MyTeM B3aumMojaehcTBus 2,3-muxioprnupazuna (500 mr, 3,35 Mmonb) ¢
TpeT-OyTui-numepasut- 1 -kapookcumatom (625 mr, 3,35 MMonb) B nuMeTmianeramuae (10 mi) cornacHo crio-
co0y, ONTMCAaHHOMY Ha CTaJNH | TIOTYISHHS POMEKYTOUHOT'O COSTUHEHUS 7, TIoNydanu 882 MT MPOIyKTa;

'H SIMP (300 MI'n, CDCls) & 1,48 (s, 9H), 3,39-3,45 (m, 4H), 3,57-3,60 (m, 4H), 7,91 (s, 1H), 8,11 (s,
1H).

Cramus 2: 2-x70p-3-(narnepa3us- 1 -mn)nupa3sud

N
e
L

B pacTBOp nmpomMeKyTO4YHOTO COeANHEHUS, Moy4eHHoro Ha cTaguu 1 (870 mr, 2,92 MMoIb), B qUXIIOpMe-
tane (10 mi1) mpu 0°C npu nepemMenMBaHUN A00ABISIIN TPUPTOPYKCYCHYIO KHCIOTY (4,0 MIT) M epeMeInnBaiu
cMmech B TedeHue 6 yacos npu KT. Peaknmonnyto cmecs noamenaunsanu (pH 10) 50% BogHsM pacTBOpoM rua-
pOKcHia HaTPUs M SKCTParkpoBaId BOAHYIO cMech AuxiopMeTanoM (2x100 mi). OObeanHEHHBIC OpraHUYECKHe
ciou ipoMbiBasa Bojoi (100 mur) 1 coneBbIM pacTBopoM (50 mur). Y mansmm pacTBOPUTENb B BAKyyMe C TOJTyde-
HueM 378 Mr TuTyIbHOTO TIpoaykTa; XMAJ-MC (m/z) 199 (M+H)".

Cramus 3: 2-x10p-3-(4-(okceTaH-3 -mn)numnepasnut- 1 -wn) Tupa3iuH

(0)

N

()
JN\,CI
A
LG
CMech MPOMEXYTOUHOTO COEAMHEHUs, MoixydeHHoro Ha ctaauu 2 (378 mr, 1,90 mMmonb), 3-okceTaHOHA
(205 wr, 2,85 MMOJIb) M KaTaJIMTHYECKOTO KOJIMYECTBA YKCYCHOW KHCJIOTHI B 1,2-nmuxmnopatane (10 mir) nepeme-
muBany B Tedenne 2 4 npu KT. B peakumoHHyIo cMech 00aBIsUTH TpHaneTokcudopruapu Hatpus (806 wr,
3,85 MMOJIB) M OCTaBIISUIH TepeMenIBaThcsl Ha HOUb pu KT. PeaknimoHHYI0 cMech pa30aBistii STHIAIETATOM
(100 M) 1 pOMBIBaJIM HACHIIIEHHBIM BOJHBIM pacTBOpoM OmkapOoHata HaTpus (2x30 MiI), 3aTe€M COJICBBIM
pactBopoM (50 mur). OpraHuyecknii CIOH CYIIMIIN HajJ Oe3BOAHBIM CYIb(aTOM HATPHSI U KOHLIEHTPUPOBAIH IIPU
MOHIKCHHOM JaBiIeHUH. 110TydeHHBIH OCTaTOK OYHUIANH ITyTeM KOJIOHOYHOW XpoMmarorpaduy Ha CHIINKArese C
moJrydeHrneM 273 MT TUTYJIBHOTO TIPOAYKTA;
'H SIMP (300 MTI'i, CDCl3) & 2,52-2,56 (m, 4H), 3,52-3,62 (m, 5H), 4,65-3,73 (m, 3H), 7,89 (s, 1H), 8,11
(s, 2H); XUAJI-MC (m/z) 255 (M+H)".
Cramus 4: 4-(3-(4-(oxceTaH-3-wn)nUnepasvH- | -1 ) mupasuH-2 -1l ) aHUITHH
VYkazaHHOE COeAMHEHHE IMOTyJal IIyTeM B3anMOJIEHCTBUS MPOMEKYTOUYHOTO COCIMHEHUS, MOTYyICHHOTO
Ha craauu 3 (255 mr, 1,00 MMOITB), C THHAKOIOBBIM 3PHUPOM 4-aMHHOGEHIIOOPOHOBOH KHCIOTHI (263 mr, 1,20
MMOJB) C TpUMEHeHHWeM KkapOoHara kammsa (415 wmr, 3,00 wmmons) wu  [1,1'-Ouc(nudenwm-
¢docouno)peppouen]quxnopnamiagus (11) (82 mr, 0,10 mmoins) B cmecu JIMCO u Bozst (12 mi, 3:1) npu 80°C
COTJIACHO CTMOCO0Y, ONMMCAaHHOMY Ha CTaguM | MOJydeHHs MPOMEXYTOYHOTO coequHeHus 1, momydanu 123 mr
NPOJYKTa;
'H SIMP (300 MI'ny, IMCO-dg) & 2,28-2,32 (m, 3H), 3,08-3,12 (m, 4H), 3,37-3,46 (m, 2H), 4,41 (t, J=5,7
I'y, 2H), 4,52 (t, J=6,3 T'u, 2H), 5,42 (mmp.s, 2H), 6,60 (d, J=8,7 T'u, 2H), 7,65 (d, J=8,1 'y, 2H), 8,01 (s, 1H),
8,09 (s, 1H); UDP-MC (m/z) 312 (M+H)".
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IIpumepst
CoenuHeHHs, TPUBEICHHBIC B PHUMEPAX, MOJTyJYad COTJIACHO CIIOCO0aM, OMTUCAHHBIM HIDKE!
Crmoco6 A. Tlomyuenme N-(4-(3-(4-xnopdenwn)nupazun-2-un)denmn)-2-(4-(1,1-gudTopnponiu)de-
HUT)anetamuaa (mpumep 1)
cl

QD N
N

B pactBop mpomexyrounoro coemuHeHus 1 (92 mr, 0,32 MMOib) U IpOMEXyTOUHOTO coenuHeHus 2 (70
Mr, 0,32 Mmoib) B IM® (5,0 M) mpu 0°C npu nepememmBaann 106aBismy N,N'-nmuuzonponmwnTiiamud (160
MK, 0,97 mmoins), 3aTeM anruapuxa nponuipochonoBoit xkucnoter (50% B EtOAc, 194 mxm, 0,65 MMoib).
Cwmech nepememnBaiy B TeueHne Houn npu KT. PeakumoHHyto cmechk pa3basisiin Bogoi (20 Mi) U aKcTparu-
poBayn stHNaneTatoM (75 mia x2). OO0beIMHEHHBIE OpTaHUYECKHE CIIOW TPOMBIBAIIN COJIEBBIM pacTBopoM (100
MIT), CYIITHIN HaJ O€3BOAHBIM CYIb()aTOM HATPHS U KOHIICHTPHUPOBAIX IPH MOHWKEHHOM JaBieHuU. [lomydeH-
HOE HEOYHMIIIEHHOE BEIIECTBO OYMILAIM ITyTeM KOJIOHOYHOH Xpomarorpadyy Ha CHIIHMKAresie ¢ IMoJydeHueM 53
MT MIPOAYKTA,;

'H IMP (300 MI'n, JIMCO-dg) & 0,88 (t, J=7,2 T, 3H), 2,15-2,26 (m, 2H), 3,69 (s, 2H), 7,29-7,45 (m,
10H), 7,56 (d, J=8,7 T'u, 2H), 8,66 (d, J=8,7 I'n;, 2H), 10,32 (s, 1H); XUAT-MC (m/z) 477 (M+H)".

Crnioco6 B. TTony4enwne N-(4-(3-(4-xnopdenmn)mupazun-2-wn)permn)-2-(4-(1, 1 -qudpTop-2-
TUAPOKCUTIporiIT)(heHr )areTaMuaa (mpumep 2)

Cl
O X
N HO

Cramust  1:  N-(4-(3-(4-xnopdenmn)nupasun-2-un)pennn)-2-(4-(1,1-qudrop-2-okconponwi)peHnn)are-

TaMU]
Cl
Qo
NES o*\©£F
N o
VYka3aHHOE COeIMHEHNE MOTyYaIn MyTeM B3auMOAEHCTBUS IpoMeKyTouHoro coeannenus 1 (133 mr, 0,47
MMOJIb) W MpOMeXyTrouyHoro coemunenus 3 (120 wmr, 0,52 wmmoms) ¢ mnpumenenuem N, N'-
Jun3onponwdTIIaMuHa (269 Mk, 1,57 MMoins) n anruapuaa nponwidochonosoi kucnotsl (50% B EtOAc,
624 mxu, 1,05 mmons) B JIM® (5,0 mur) pu KT cornmacao crioco0y, onucanHoMy B criocobe A, momyyanu 143
Mr npoxykTta; XUAJL-MC (m/z) 492 (M+H)".
Cramus 2:  N-(4-(3-(4-xnopdennn)nupasun-2-mn)dennn)-2-(4-(1,1-mudrop-2-ruapoxcunponi)pe-
HUIT)aleTaMuT
B pacTBOp mpoMeXyTOYHOTO COeTUHEHUs, MoTydeHHoro Ha craguu 1 (134 mr, 0,27 MMOITB), B MEeTaHOJIe
(5,0 mi) mpu 0°C mpu mepememuBanuyu g00aBisun 6opruapua vHatpus (125 mr, 0,32 mMonbs). CMech iepemMe-
mBayn ipy 0°C B Teuenue 1 4. Peakiuio racvim BoIH. XJIopuaoM aMMoHus (20 MIT), BBUTHBAJIA CMECh B BOAY
(20 M) m skcTparupoBam dtuiamneratoMm (70 M x2). O0beTuHEHHBIE OpraHUYECKHE CIIOW CYIIWIA HaJ 0e3-
BOJHBIM CYJIL(aTOM HATPHUsl M KOHIEHTPUPOBAIH IIPH TIOHMKEHHOM JaaBieHHH. [loinydyeHHOE HeoYHIIEHHOE Be-
IIECTBO OYMILAIH ITyTEM KOJIOHOYHOW XpoMmaTorpauu Ha CHIMKaresie ¢ NolydeHneM 64 MT MpojayKTa;
'H IMP (300 MI'u, IMCO-dg) & 1,07 (d, J=5,7 Ty, 3H), 3,70 (s, 2H), 3,99-4,06 (m, 1H), 5,51 (d, J=6,0
I'y, 1H), 7,34 (d, J=8,1 I'n, 3H), 7,39-7,45 (m, 7H), 7,56 (d, J=8,1 'y, 2H), 8,67 (d, J=3,9 'y, 2H), 10,34 (s, 1H);
UDP-MC (m/z) 494 (M+H)".
Cnoco6 C. TIlomywenme (S)-2-(4-(1,1-gudrop-2-ruapokcunponui)pernn)-N-(4-(3-(2-atundennn)-
nupa3uH-2-min)dennn)aneramuaa (mpumep 52)

KOy

HO"
Cramus  1:  2-(4-(1,1-mudTop-2-okcomnpormn)pernn)-N-(4-(3-(2-atund ennn)mupa3uH-2-ui)heHuni ) are-

TaMHUI
O A
N o)

VYkazaHHOe cCoeIMHEHHUE TIOTyJaal IyTeM B3aUMOJICHCTBHUS MTPOMEXKYTOUHOTO coenuHeHus 39 (60 mr, 0,22
MMOJIb) U POMEKYTOIHOTO coeauaenus 3 (50 mr, 0,22 mMons) ¢ mpuMmerHerreM N,N'-THH30IpONHIdTHIAMAHA
(113 mxn, 0,66 mmone) u aurunpuaa nponwidochonosoi kuciotsl (50% B EtOAc, 263 Mk, 0,44 MMoib) B
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JAM® (6,0 mi) cornacHo crioco0y, onrcaHHOMY B criocobe A, moiydanu 103 Mr npoaykra;
'H SIMP (300 MI', IMCO-dg) 0,85 (t, J=7,2 T, 3H), 2,26 (q, J=7,2 T', 2H), 2,35 (s, 3H), 3,70 (s, 2H),
7,16-7,30 (m, 5H), 7,43-7,52 (m, SH), 7,95 (s, 2H), 8,66 (s, 1H), 8,72 (s, 1H), 10,29 (s, 1H).
Cramqus 2: (S)-2-(4-(1,1-mudpTop-2-ruapoxkcuriporui ) permn)-N-(4-(3-(2->Trnd eHnn ) mupa3uH-2 -
nin)ennn)amneraMu] (HEOUUIIICHHBIN )
O H

N
NS O 0 F
(N HO
B pactBop (R)-(+)-2-meTrn-CBS-okcabopommauna (1M B Tonyone, 0,41 mi) [em.: (i) Corey E. J; Helal C.
J. Angew. Chem. Int. Ed. 1998, 37, 1986-2012 (ii) Corey E. J.; Bakshi R. K.; Shibata S. J. Am. Chem. Soc.
1987, 109 (18), 5551-5553] B 6e3BogroM TI'® (10 M) mpu mepeMeIrmMBaHuy T00ABISIN KOMIUIEKC OopaHa ¢
nmumeTuicynbdumom (86 Mk, 0,91 mmons) mpu 0°C u mepeMemnmBaid cMech B TedeHue 20 MUH TP YKa3aHHOU
Temmeparype. B peaknmoHHYI0 cMech 10 KaIuIsiM T00aBISIIH PACTBOP IMPOMEXYTOYHOTO COCIMHEHUS, TTOTyIeH-
Horo Ha craguu 1 (400 wmr, 0,82 mmous), B TT'® (10 mi) B Tedenue 10 mun npu 0°C. [Tomydennyto cMech niepe-
MemuBanu npu KT B Teuenne 30 muH. Peakiuro racunu meraHonoM (10 M) M KOHLEHTPUPOBAIU CMECh IpU
MOHIKEHHOM J1aBJieHH. [10JTydeHHBIH OCTaTOK OYMINAIN MyTeM KOJOHOYHOH (dmni-xpomarorpadun Ha CHIIU-
Kareje ¢ noixy4eHueM 371 Mr TUTYIbHOTO MPOAYKTa;
'H SIMP (300 MI'u, IMCO-dg) 8 0,85 (t, J=7,2 T'u, 3H), 1,06 (d, J=6,3 T'u, 3H), 2,26 (q, J=7,2 I'y, 2H),
3,67 (s, 2H), 4,01-4,05 (m, 1H), 5,50 (d, J=6,0 I'y, 1H), 7,14-7,34 (m, 6H), 7,36-7,49 (m, 6H), 8,67 (s, 1H), 8,73
(s, 1H), 10,28 (s, 1H); XMAJI-MC (m/z) 488 (M+H)"; xupanshas unctoTa cormacHo BOXKX: 84,85%.
Cramus  3: (S)-(S)-1-(4-(2-((4-(3-(2-oTrnd ennn)nupa3uH-2-mi)HeHnT )aMuHO )-2-0KcodTHN )-pernn)-1,1-
nmudToprponan-2-mi-2-(((0eH3UIOKCH ))Kap OOHMIT ) aMHHO )-3 - HIIIITPOTIaHOAT

F

H
N

O
LN o
orsSe
[e]

B pactBop mpoaykra, moiydeHHoro Ha craaumu 2 (300 mr, 0,62 mmonb), N-OeHzninokcukapOoHuMI-L-
(enmnananuna (239 mr, 0,80 mmons) u DIPEA (0,3 mi, 1,84 mmons) B nuxiopmerane (10 M) mpu mepeMeru-
Bauuu podasisiin BOP (354 mr, 0,80 mmons) 1 DMAP (38 mr, 0,31 mmons) npu 0°C. IToxyuennyro cMech Ha-
rpeBasu 10 KT u mepememmBanu B TeueHue 16 gacoB. Peaknmonnyio cmeck pazbapisuti stunaneraroM (200
MJI) ¥ TIPOMBIBAJIM HACBIIIIEHHBIM BOAHBIM PacTBOpoM xJyiopuaa aMMoHust (100 Mi1), HACBHIIIIEHHBIM BOAHBIM pac-
TBOpoM Oukap6onara Hatpus (100 mir), Bogoit (100 mi) u coneBsiM pactBopoM (100 mur). Opranudeckuii cioi
Cymmin Haj 6e3BOIHBIM CyIb()aToM HATPHsl, KOHIECHTPUPOBAIH U OYMINAIN TOyYSHHBIH TaKUM 00pa3oM ocTa-
TOK IyTeM KOJIOHOYHOW (dII-XpoMaTorpadui Ha CHIIMKarese ¢ MmojiydeHrneM 738 Mr THUTYIHHOTO TPOIYKTa;
XUAI-MC (m/z) 769 (M+H)".

Cramqus 4: (S)-2-(4-(1,1-mudpTop-2-runapoxkcutpornvi) pernn)-N-(4-(3-(2-aTrnd ennn)-nmupa3ud-2-
nin)heHn )aneTaMug

B pacTBOp IpoMeKyTOUHOTO COeIMHEHNUs, MOTYy4eHHOro Ha craguu 3 (96 mr, 0,13 mmons), B cmecu TT'O
(3,0 M), meranona (1,0 mi) u Boas! (1,0 MiT) mpu IepeMeIIMBaHUK T0OABISUITA MOHOTHUAPAT THAPOKCU/IA JTUTHS
(16 wmr, 0,38 mmonb) u nepememuBany cmech npu KT B Teuenne 30 MuH. Peakuuro racuiy HachIIEHHBIM BOJ-
HBIM pacTBOPOM xJyiopuaa aMMoHwUs (10 MIT) M SKCTparupoBalid MPOIYKT dTHianeTaToM (2x20 mi). OObeTMHEH-
HBIE OpraHMYECKHE CIOM MPOMBIBaIX Bomoit (20 M) u coneBbM pactBopoM (10 mur). Opranudeckuii cioii cy-
MWK HaJl OE3BOAHBIM CyJIb()aToOM HATPHs M KOHIEHTPHPOBAIN NP MOHIKEHHOM JiaBieHnH. [lomydenHsrii oc-
TaTOK OYMINAJIH ITyTEM KOJIOHOYHOH (uauI-xpomarorpaduy Ha CHIMKAaresie ¢ MOJIydeHHEM 38 MI' TUTYIBHOTO
MPOIYKTa;

'H SIMP (300 M, JIMCO-dg) & 0,85 (t, J=7,2 Ty, 3H), 1,05 (d, J=6,3 T'u, 3H), 2,26 (q, J=7.2 T, 2H),
3,67 (s, 2H), 4,02-4,05 (m, 1H), 5,49 (d, J=6,0 I';, 1H), 7,16-7,34 (m, 6H), 7,39-7,49 (m, 6H), 8,66 (s, 1H), 8,72
(s, 1H), 10,27 (s, 1H); XMAJI-MC (m/z) 488 (M+H)"; xupansnas unctoTa cormacHo BOXKX: 97,34%.

[Monyuenne (R)-2-(4-(1,1-mudTop-2-ruapokcurponui)perrn)-N-(4-(3-(2-atrndennn)mupa3ui-2-wmi)de-

HUT)anetamuaa (mpumep 53)
O H
N
N7 O 7(3(\©1FF
N HO

Cramus  1:  2-(4-(1,1-mudTop-2-okcomnpormn)permn)-N-(4-(3-(2-3tund ennn)mupasnH-2-un)heHun ) are-

TaMHI
O
(A o

VYkazaHHOe coeIMHEHHUE TOTyJaal IyTeM B3aUMOJICHCTBHUS MTPOMEXKYTOUHOTO coenuHeHus 39 (60 mr, 0,22
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MMOJIb) B IPOMEKYTOUHOTO coeauueHus 3 (50 mr, 0,22 MMons) ¢ nmpumeneHreM N,N'-TUU30NPOMIIATHIAMIHA
(113 mxn, 0,66 mmone) u anrunpuaa nponwipochonosoi kuciotsl (50% B EtOAc, 263 Mk, 0,44 MMoub) B
JAM® (6,0 mur) cormacHo crmoco0y, ONMMCaHHOMY B criocobe A, momydanu 103 Mr nmpoykTa B BUIIE TBEPAOTO Be-
IIeCTBA;

'H SIMP (300 MI', IMCO-dg) 0,85 (t, J=7,2 T, 3H), 2,26 (q, J=7,2 ', 2H), 2,35 (s, 3H), 3,70 (s, 2H),
7,16-7,30 (m, 5H), 7,43-7,52 (m, 5H), 7,95 (s, 2H), 8,66 (s, 1H), 8,72 (s, 1H), 10,29 (s, 1H).

Cramus  2: (R)-2-(4-(1,1-mudTop-2-ruapoxcurponui)perrn)-N-(4-(3-(2-atrndennn) mupa3ua-2-wmi) de-

HHH)aHeTaMI/IH (HCO‘II/IH.ICHHLII/I)
( N m/\©1
HO

(N

B pactBop (S)-(+)-2-metmin-CBS-oxcabopomuauna (1M B Tomyone, 0,36 M) [em.: (i) Corey E. J; Helal C.
J. Angew. Chem. Int. Ed. 1998, 37, 1986-2012 (ii) Corey E. J.; Bakshi R. K.; Shibata S. J. Am. Chem. Soc.
1987, 109 (18), 5551-5553] B 6e3BogHoM TT'® (10 mur) mpu mepemMemMBaHNK AOOABISUIM KOMIUIEKC OopaHa
quMeTwiIcyaspuaom (75 mxi, 0,79 mmons) npu 0°C n nepeMermmBaiu cMech B TedyeHne 20 MUH ITpH yKa3aHHOH
TemrepaType. B peaknnoHHYI0 cMech MO KaIuisaM J00aBIIsUTH pacTBOP MPOMEXYTOYHOTO COCAUHEHHUS, TTOJTydEeH-
Horo Ha craguu 1 (350 mr, 0,72 mmons), B TT'® (5,0 M) B Teuenune 10 mun npu 0°C. TlomydeHHYIO CMeCh Tie-
pemermmBany npu KT B Teuennu 30 muH. Peaknuro racwim metaHosioM (10 MJT) © KOHIIGHTPUPOBAIM CMECh TIPH
MOHIKEHHOM JaBlicHNH. 110/TydeHHBIN OCTAaTOK OYHMINAIN ITyTeM KOJOHOYHOH (hidmi-xpomarorpadun Ha CHIIH-
Kareye ¢ mojydeHueM 338 Mr TUTYJIBHOTO MPOIYKTA;

'H SIMP (300 M, IMCO-dg) & 0,85 (t, J=7,2 Ty, 3H), 1,06 (d, J=6,3 T'u, 3H), 2,26 (q, J=7.2 T, 2H),
3,67 (s, 2H), 4,01-4,05 (m, 1H), 5,50 (d, J=6,0 I'y, 1H), 7,14-7,34 (m, 6H), 7,36-7,49 (m, 6H), 8,67 (s, 1H), 8,73
(s, 1H), 10,28 (s, 1H); XMAJI-MC (m/z) 488 (M+H)"; xupansnas unctoTa cormacao BOXKX: 84,85%.

Cramust 3: (S)-(R)-1-(4-(2-((4-(3-(2-3Tundenmn)nupaznt-2-mi)peHun)aMiHo )-2-0kcodTri)-hermn)-1, 1 -
mudroprponan-2-mi-2-(((6eH3MIOKCH)KapOOHHI)aMHHO )-3 -peHuImponanoat

SN
(:QN;gJ@

B pactBop mpoaykra, nmoiydeHHoro Ha craauu 2 (150 mr, 0,30 mmons), N-OeHzninokcukapOoHuMI-L-
¢ennmnananuna (120 mr, 0,40 mmons) u DIPEA (0,16 mi, 0,92 mmoins) B nuxsopmerane (15 mi) npu nepeme-
mmBanuu no6asmsuit BOP (177 mr, 0,40 mmone) u DMAP (19 wmr, 0,15 mMois) ipu 0°C. TlonydeHHyto cMech
HarpeBanu 10 KT u nepememmBanu B Teuenue 16 4. Peakunonnyro cMech pa3dasisiian stuinaneratoM (50 min) u
MPOMBIBAJIM HACHIILIEHHBIM BOJHBIM PacTBOPOM XJiopuia aMMoHHMs (50 MiT), HAaCHIIIEHHBIM BOJHBIM PacTBOPOM
oukapOonara matpus (50 M), Bogoit (50 M) u coeBbIM pacTBOpoM (50 mur). OpraHUIecKHil CIION CYITHIA HaTT
6e3BOHBIM Cynb()aTOM HATpHs, KOHIEHTPUPOBAIH W OYHIIAIH MOJIYYEHHBIH TakMM 00pa3oM OCTAaTOK ITyTEM
KOJIOHOYHOU (imdrn-xpomaTtorpadum Ha cuimkaresie ¢ momydenuem 108 mr turynbHOTO Tipoaykra; XUA-MC
(m/z) 769 (M+H)".

Cramqus 4: (R)-2-(4-(1,1-mudTop-2-ruapokcurnpormn ) peHrn)-N-(4-(3-(2-stmndernn)-nmupazuH-2-
wit)eHu)aneTraMmug

B pacTBOp MpoMeXyTOYHOTO COEMHEHMS, TOTy4eHHoro Ha ctaanu 3 (105 mr, 0,14 Mmois), B cmecu TI'O
(3,0 M), meranona (1,0 mi) u Boas! (1,0 Mi1) mpu epeMeIIMBaHuy 100ABISUITA MOHOTHUAPAT THAPOKCU/IA JTUTHS
(17 wmr, 0,40 mmons) u nepememuBany cmech npu KT B Teuenne 30 MuH. Peakuuro racuiy HachIIEHHBIM BOJA-
HBIM pacTBOPOM Xjiopuzaa aMMoHus (10 Mir) ¥ SKCTparupoBany NpoayKT sTuiareraroM (2x20 mir). O0bennHeH-
HBlE OpraHUYECKHE CIOM MPOMBIBAIX Bogoit (20 M) u coneBbM pactBopoM (10 mur). Opranudeckuii cioii cy-
MWK HaJ O€3BOAHBIM CyNb()aToM HATpHsA M KOHIEHTPHPOBAIN MPHU MOHIKCHHOM JaBicHuU. [lomydenHsrii oc-
TATOK OYHIIIN ITyTeM KOJOHOYHOH (idm-XxpoMarorpaduy Ha CHIHKArele ¢ MmojxydeHueM 48 Mr THUTYIBHOTO
MPOJIYKTa B BUJIE TBEPJOTO BEIIECTBA;

'H SIMP (300 M, JIMCO-dg) & 0,84 (t, J=7.8 T, 3H), 1,06 (d, J=6,3 T'u, 3H), 2,26 (q, J=7.8 T, 2H),
3,67 (s, 2H), 4,01-4,05 (m, 1H), 5,50 (d, J=6,0 I';, 1H), 7,14-7,34 (m, 6H), 7,40-7,49 (m, 6H), 8,66 (s, 1H), 8,73
(s, 1H), 10,28 (s, 1H); XMAJI-MC (m/z) 488 (M+H)"; xupanshas unctoTa cormacHo BIXKX: 95,86%.

XumH4eckoe Ha3BaHHE, CTPYKTYpa MPOMEKYTOUYHOTO COEMHEHUs, COCO0 TOJIydeHUS U JaHHbIE aHaIN3a
COeIMHEeHuH cornacHo npuMepam 3-51 u 54-99 npuBenens! Huxe B Tao0m. 1.
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JIaHHBIE aHAJIM3a COECAMHEHUN coriacHo npumepy 3-51 u 54-99

TIpume
P

XuMuyeckoe Ha3BaHHE U
CTPYKTYypa

TIpom. coen./
crocob

JlanHble aHanmn3a

TTpume

~

P

Cl
&
L o

N-(4-(3-(4-xnopdenmm)nupasus-
2-nmybennn)-2-(4-(1,1-qudrop-2-
MeTOKCHITHN)peHmT)ateTaMus

npom. coen. 1
4

npom. coen. 10

Croco6 A

"H AMP (300 MT 1,
JIMCO-ds) § 3,35 (s, 3H),
3,71 (s, 2H), 3,88 (t,J =
13,8 T, 2H), 7,34 (d, J =
8,1 ', 2H), 7,39-7,52 (m,
7H), 7,56 (d, J=8,1 I'n,
3H), 8,67 (d,J=3,9Tu,
2H), 10,35 (s, 1H), XUA/I-
MC (m/z) 494 (M+H)".

TIpume
p4

ool
o8 ;

N 6(\©IF

N oH
N-(4-(3-(3-xyopbeHnm)nupasus-
2-un)benun)-2-(4-(1,1-audrop-2-

THAPOKCUIPOITHI )(HEHILT)-

aueTaMuz

npoM. coent. 3
u
npom. coen. 4
Cnoco6 B

TH AMP (300 MI 1,
JIMCO-ds) § 1,07 (d, J =
6,3 Ty, 3H), 3,70 (s, 2H),

3,99-4,05 (m, 1H), 5,49 (d,
J=6,0 I'y, 1H), 7,21-7,43
(m, 8H), 7,42-7,57 (m, 4H),
8,68 (d,J=8,1 T, 2H),
10,33 (s, 1H). XMAJI-MC
(m/z) 494 (M+H).

'H SIMP (300 MI'w,
O H JIMCO-ds) 5 0,87 (1, J=7,2
cl Ty F npom. coen. 2 | Tm, 3H), 2,13-2,20 (m, 2E),
TTpume N F u 3,66 (s, 2H), 7,26 (4, J= 8,7
pS N-(4-(3-(2-xnoppenun)nupasun- | Mpom. coen. 11 I'n, 2H), 7,40-7,51 (m,
2-un)pennn)-2-(4-(1,1- Crioco6 A 10H), 8,67 (s, 1H), 8,75 (s,
U TOPTIPOIIHIT)hEHH )aLieTaMH 1H), 10,27 (s, 1H); UDP-
MC (m/z) 479 (M+H)".
o LH SIMP (300 M,
D X TIMCO-ds) 6 0,89 (1, J= 7,2
F X ® K\Q\EF mpom. coen. 2 | Ty, 3H), 2,15-2,22 (m, 2H),
Tpume LN u 3,70 (s, 2H), 7,30-7,45 (m,
po6 N-(4-(3-(4-xnop-2- npom. coex. 12 | 8H), 7,52-7,64 (m, 3H),
(TOpheHIT)TIpasHH-2- Crioco6 A 8,71 (s, 1H), 8,76 (s, 1H),
um)berun)-2-(4-(1,1- 10,33 (s, 1H); XHAJI-MC
nudTopnponiuT)heHm)aleTaMmu (m/z) 497 (M+H)".
TH SAMP (300 MI'1,
¢ JIMCO-d5) § 0,87 (t, J = 6,9
H pow. coen. 2 Tu, 3H), 2,12-2,19 (m, 2H),
SR F 3,67 (s, 2H), 7,14-7,20 (m,
TIpume s “/\@\tF u N
p7 2N npom. coea. 14 4H), 7,33-7,45 (m, 9H),
N-(4-(3~(4-xnopdeHun)mpunus- Crioco6 A 7,74-1,77 (m, 1H), 8,63
2-un)dermn)-2-(4-(1,1- (wmp.s, 1H), 10,25 (s, 1H);
nudropnponun)denun)aneTaMun XUAI-MC (m/z) 477
(M+H)",
TH SAIMP (300 MI 1,
i JIMCO-ds) & 1,05 (d, J =
O K 6,3 I's, 3H), 3,68 (s, 2H),
NS O 7{\@:\{; npom. coea. 3 | 3,99-4,04 (m, 1H), 5,48 (d,
[pume (N oH u J=63Tu, 1H), 7,15 (t,.J=
p8 2-(4-(1,1-nudrrop-2- npom. coen. 5 | 8,7 I'u, 2H), 7,29-7,42 (m,
runpokcunponun)berm)-N-(4- Crioco6 B 7H), 7,54 (d, /=8,4Tu,
(3-(4-propdennn)nupasun-2- 2H), 8,64 (d,/=3,3Tm,
un)eHn)aneTaMua 2H), 10,31 (s, 1H), XHAJ-
MC (m/z) 478 (M+H)".
TH AIMP (300 MTw,
e JIMCO-ds) § 1,05 (d, J =
O ¥ 6,3 T', 3H), 3,68 (s, 2H),
NS Q 7(;/\@:6: npom. coea. 3 | 3,99-4,05 (m, 1H), 5,49 (d,
Ipmve N oH " J=6,0Tu, 1H), 7,14-7,17
po 2-(4-(1 1 -mdyrop-2- npom. coen. 6 | (m, 2H), 7,32-7,42 (m, 7H),
ruppoxcunponmn)denun)-N-(4- Crioco6 B 7,56 (d,J=8,7Tu, 2H),
(3-(3,4-nudpropdhennmnupazun-2- 8,66 (s, 1H), 8,69 (s, 1H),
un)beHun)aneraMus 10,33 (s, 1H); XUAZI-MC
(m/z) 496 (M+H)".
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ITpume
p 10

ooy

N-(4-(3-(2,4-
andropdenun)nupasus-2-
un)bennn)-2-(4-(1,1-

1 TOprpOITIT)beHnT)aLeTaMuI

npoM. coex. 2
u
poM. coexn. 13
Croco6 A

TH AMP (300 MT'1,
IMCO-ds) 80,87 (t, J=1,5
I, 3H), 2,09-2,20 (m, 2H),

3,68 (s, 2H), 7,13-7,22 (m,
2H), 7,30 (d, J=8,7Tn,
2H), 7,42 (d,J=3,3In,
4H), 7,53 (d,J=8,1 T,
2H), 7,61-7,65 (m, 1H),

8,69 (s, 1H), 8,73 (s, 1H),
10,31 (s, 1H); IDP-MC

(m/z) 480 (M+H)".

ITpume
pll

H
F O N
(_N
2-(4-(1, 1-nudropnponmm)pern)-

N-(4-(3-(2-¢rropdenrn)mupasun-
2-ui)eHu)aneraMun

poMm. coen. 2
u
mipom. coent. 15
Crniocob A

'H AMP (300 MI'n,
JMCO-ds) 5 1,89 (t, J= 17,8
Iy, 3H), 2,11-2,27 (m, 2H),
3,69 (s, 2H), 7,11 (t, J=8,7
I'm, 1H), 7,31 (d, J=8,1 I'n,

3H), 7,43-7,59 (m, 8H),

8,71 (s, 1H), 8,74 (s, 1H),

10,31 (s, 1H); UDP-MC
(m/z) 462 (M+H)".

IIpume
pl2

CFs
Q A
L O E/\Q\EF
(N

2-(4-(1, 1-audpropnpornun)denn)-

N-(4-(3-(4-

(Tpudropmernn)heHuT)THpasuH-

2-nim)eHmn)aneTaMu

poMm. coen. 2
4
npom. coea. 16
Cnocob A

'H SIMP (300 MI,
JIMCO-ds) 5 1,89 (t, /=72
T, 3H), 2,14-2,19 (m, 2H),
3,70 (s, 2H), 7,34 (d, J= 8,4

Tu, 2H), 7,49 (wmp., 4H),
7.54-7,64 (m, 4H), 7,72 (d,
J=8,1T, 2H), 8,73 (d, /=
6,0 Ty, 2H), 10,34 (s, 1H);
WDP-MC (m/z) 512
M+H)".

IIpume
pl13

O M
oo,

2-(4~(1,1-nudropnpormm)bennn)-
N-(4-(3-(n-Tonywn)nupasus-2-
wi)beHmT)aneTaMiI

TIpOM. COerl. 2
H
npom. coen. 17
Cnocob A

'H SIMP (300 MI ',
JIMCO-ds) 5 0,90 (t,.J=17,5
T, 3H), 2,16-2,23 (m, 2H),

2,29 (s, 3H), 3,70 (s, 2H),
7,13 (d,J =178 T, 2H),
7,26-7,35 (m, 4H), 7,45 (d,
J=3,6Tu, 4H), 7,54 (d, J =
8.4 ', 2H), 8,63 (s, 2H),
10,32 (s, 1H).

IIpume
pl4

g0y

2-(4-(1,1-mudropnpommn)heHn)-
N-(4-(3-(4-dpropderHnn)nupuanH-

TIPOM. COerl. 2
u
npom. coen. 18
Cnocod A

IH SMP (300 MI'w, CDCls)
50,99 (t,J="72Tw, 3H),

2,10-2,15 (m, 2H), 3,74 s,
2H), 6,99 (t,J=9,0 Ty,
2H), 7,09-7,12 (m, 2H),
727 (d,J=8,7Tw, 3H),
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2-nn)dennn)aneramun

738 (d,J=9,3 T, SH),
7,47(d,J=17,8Twu, 2H),
7,69 (d, J=7,8Tn, 1H),
8,67 (s, 1H); XUAJI-MC
(m/z) 461 (M+H)*.

O
GO0

TIpoM. coex. 2

TH SIMP (300 MI L,
JIMCO-ds) 8 0,89 (t, J="7.2
Im, 3H), 2,15-2,22 (m, 2H),

Tprye " 3,70 (s, 2H), 7,33-7,57 (m,
PIS | 2041, L-angroprponum)permun)- | POV €O 19 | 134 g g7 (5 o), 1032 (s,
N-(4-(3-penunnupaszus-2- . 5 /y
wi)eHun)aneramna TH): Ha(i]i/[;)fm ) 444
H AMP (300 MI ',
oN JIMCO-ds) 8 0,90 (t, J=17,2
O " Ty, 3H), 2,16-2,23 (m, 2H),
O N F npom. coent. 2 | 3,71 (s, 2H), 7,33 (d,/=8,4
IIpume N'\,\N P)/\©\E " I'u, 2H), 7,45 (s, 4H), 7,57
pl6 Z npowm. coen. 20 | (d,.J=8,1 I'u, 4H), 7,82 (d,
N-(4-(3-(4-unaHoeHun)MMpasH- Crioco6 A J=78Tu, 2H), 8,72 (d, J=
2-un)dpenun)-2-(4-(1,1- 6,6 Ty, 2H), 10,35 (s, 1H);
UG TOPIPOIUT)(PEeHUT)ATIETAMIT UBP-MC (/) 469
(M+H)".
H AMP (300 MI ',
Ny JIMCO-d) 5 0,89 (t, J=5,7
[ N T'u, 3H), 2,18-2,22 (m, 2H),
E mpom. coent. 2 |
o T M e Pt
2 m, , 7,2 ,J=o,111,
P71 2(d-(1, 1-nudproprpomun)permn)- | MPOM: €O 21\ e So M) 8.74 (d, )
N-(4-(3-(nupuann-4-uin)HpasiH- Cnocob A =9,6 T, 2H), 10,36 (s,
2-umenn)aneTamin 1H), UDP-MC (m/z) 445
(M+H)".
TH AMP (300 ML 1,
%8 JIIMCO-ds) 8 1,05 (d, J =
ﬁNﬁ i ) 7,5 Ty, 3H), 1,94-2,07 (m,
A ) ) 0 4H), 3,19 (s, 4H), 3,71 (s,
— N Y\OI;‘ HPOM‘:OSH‘ 3| 21, 4,02 (m, 1H), 5.49 4, J
p18 2-(4~(1,1-nudrop-2- npom. coez. 7 ~6Tn, 1H), 7,43 (5, 4H),

ruapokcunpornun)ennn)-N-(4-
(3-(4,4-audpropnunepunnn-1-
WI)NUPA3UH-2-
nn)deHnT)aneTamMmu

Cnocob B

7,70 (d, J=7,8 Ty, 2H),
7,87 (d, J=7,8Ty, 2H),
8,12 (s, 1H), 8,18 (s, 1H),
10,37 (wump.s, 1H); UOP-
MC (m/z) 503 (M+H)".
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IMpume
p19

O

(J K

OH
2-(4-(1,1-gudprop-2-
ruapokcunporni)beHm)-N-(4-
(3-MopdomHOIHpa3uH-2-
un)peHnn)aneTaMma

IpOM. coerl. 3

npom. coen. 8
Cnocob B

'H SIMP (300 MI ',
AMCO-ds) 6 1,08 (d, J =
6,9 'y, 3H), 3,06 (ump.s,

4H), 3,61 (wup.s, 4H), 3,73
(s, 2H), 4,00-4,07 (m, 1H),
5,51(d,J=5,7Tm, 1H),
7,44 (s, 4H), 7,72 (d, J = 8,7
Ty, 2H), 7,89 (d, /=9,0 T,
2H), 8,14 (s, 1H), 8,18 (s,
1H), 10,38 (s, 1H) XMAJ-

Ipume
p20

2-(4-(1,1-andpropopormm)dennn)-

=
"
jon
.
ZaN o E
=N

TIpoM. coen. 2

u

TIpoM. coexnl. 22

MC (m/z) 469 (M+H)".

'H SIMP (300 Ml
JIMCO-ds) 8 0,90 (t, /=75
I'm, 3H), 2,25 (s, SH), 3,70
(s, 2H), 6,42 (s, 1H), 7,14-
7,22 (m, 6H), 7,45 (s, 4H),

N-(4-(5-(4-dpropdenusn)-3-MeTm- Crocob A 7,60 (d, J=72Tu, 1H),
| H-nupason-1- 10,36 (s, 1H); HIP-MC
wn)denr)aneramus (m/z) 464 (M+H) ™.
'H SIMP (300 Ml
i JIMCO-ds) 8 0,88 (1, J=1,5
Yy F_ | mpow coen 2 | T, 3H), 138 (5, 9H), 2,14-
IIpume u 2,20 (m, 2H), 3,64 (s, 2H),
p2l N-(4-(1-(mpem-6yTnn)-5-(4- mpom. coent. 9 6,94 (d, J=8,1T'y, 2H),
¢dropdennn)-1H-nupazon-4- Croco A

nmroprporm)GeHn)aleTamun

win)denmn)-2-(4-(1,1-

7,27-7,44 (m, 10H), 7,70 (s,
1H), 10,11 (s, 1H); HDP-
MC (m/z) 505 (M+H)".

IIpume
p22

N-(4-(1-(mpem-6yrim)-5-(4-
dropdennn)-1H-nupason-4-
un)dennn)-2-(4-(1,1-audrop-2-
ruapokcunporn)Genn)-

.
<8
:
aesd
OH

aLeTamusn

u

npom. coex. 3

TIpoM. coen. 9
Cnoco6 B

'H SIMP (300 Ml
JIMCO-ds) 51,05 (d, /=
7,5 T, 3H), 1,38 (s, 9H),
3,63 (s, 2H), 4,01 (m, 1H),
5,49 (d,/=6,0Tw, 1H),
6,94 (d, J=8,1 'y, 2H),
7,24-7,41 (m, 10H), 7,70 (s,
1H), 10,11 (s, 1H); IDP-
MC (m/z) 522 (M+H)*".

IIpume
p23

2-(4-(1,1-audpropnpormmn)dennn)-
N-(4-(3-(1-metun-1H-nupazon-4-

"

un)nupasuH-2-
win)beHn)aneTaMun

npom. coen. 2

mpom. coen. 23
Crocob A

TH SIMP (300 MI 1,
JIMCO-ds) § 0,90 (t, J=5,7
Iy, 3H), 2,18-2,23 (m, 2H),
3,77 (s, SH), 7,11 (s, 1H),
7,44-7,48 (m, 6H), 7,68-
7,75 (m, 3H), 8,48 (s, 1H),
8,55 (s, 1H), 10,41 (s, 1H);

HDP-MC (m/z) 448
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(M+H)".

'H SIMP (300 MI'u, CDCls)

~° 80,99 (t,J=17,5Tu, 3H),
[N] u 2,07 (s,3H),2,15(q, /=93
N N Iy, 2H), 3,10-3,19 (m, 4H),
_— N.@ m& fIpoM: :Oeu’ 2 344 (umps, 20, 3.57
p24 N npom. coen. 24 (mwp.s, 2H), 3,78 (s, 2H),
N-(4-(3-(4-auernnnumnepasus-1- = 7,26 (s, 1H), 7,40-7,57 (m,
wr)nupasus-2-un)henn)-2-(4- Crnocob A 6H), 7,87 (d, J=8,4 T,
(L1- 2H), 8,07 (s, 1H), 8,17 (s,
mubToprponi)deHuT)aeTaMu 1H); U3P-MC (m/z) 494
(MFHH)",
"H SIMP (300 MI'u, CDCl3)
Q. 50,98 (t,/=7,2 T, 3H),
@ y 2,10-2,20 (m, 2H), 3,56 (s,
A Z)(\Q\EF mpom. coent. 2 | 3H), 3,77 (s, 2H), 6,36 (d, J
TIpume (N " =93Tu, 1H),7,15(d,J=
P25 | 2-(4<(1,1-nudpropnpormn)heran)- | POM. COSL. 25| 9,3Tw, 1H), 7,26-7,53 (m,
N-(4-(3-(1-meTn-6-0kco-1,6- CriocoG A | 7H), 7,66 (s, 1H), 7,80 (s,
MUCHAPOTHPHIHH-3 -1 ) THPA3HH- IH), 8,49 (s, 1H), 8,53 (s,
2-mm)(eHnT)areTamMu 1H); XUAZI-MC (m/z) 475
(M+H)".
¢ 'H AAIMP (300 MI'y, CDCl3)
H mpost, coen. 2 | 0099 (6 =72 T 3H),
it F 2,10-2,17 (m, 2H), 3,80 (s,
Tpmve X m/\@\f " 2H), 7,20-7,40 (m, 9H)
p26 < npom. coex. 26 o ’ T
N-(4-(3-(4-xnopdeHnm)mupasu- Criocob A 7,49 (s, 2H), 8,29-8,31 (m,
2-nm)-2-¢rropdennm)-2-(4-(1,1- 1H), 8,59 (s, 2H), XMAJ-
andropnpormn)heHn)aneTamus MC (mn/2) 496 (MHH)".
~ 'H SIMP (300 MI';, CDCl3)
O " 50,90 (t,.J=7,2 Ty, 3H),
O N . mpom. coen 2 2,15-2,23 (m, 2H), 3,70-
Tprmee Oy mtlr . 3,76 (m, SH), 6,89 (d, /=
27 | < om coen 27 | 72T 2H), 7.35(d =78
-(4-(1,1-nudroprporun)penun)- | 1P ) T'u, 4H), 7.46 (s, 4H), 7,56
N-(4-(3-(4- CrocoB A | (4 /=78 T, 2H), 8,61 (s,
MeTOKCHU(EHIIT) TIpasiH-2- 2H), 1033 (s, 1H), XUAJL-
wn)deHnn)aneramus MC (m'z) 474 (M+H)*.
F TH SIMP (300 MT'w,
? n npom. coen. 2 JIMCO-ds) 6 0,90 (t, /=172
- Q 70(\©\E T, 3H), 2,17-2,22 (m, 2H),
pyme /N F u N
d 3,72 (s, 2H), 7,18-7,31 (m,
p28 Fol N mpom. coen. 28

2-(4-(1,1-nucdpropupomnimm)benm)-
N-(4-(5-(4-¢ropdennn)-3-

CriocoG A

7H), 7,46 (mnp.s, 4H), 6,67
(d, J="17,8 T, 2H), 10,45 (s,
1H).
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(rpudpropmernin)-1H-nupason-1-
i) peHn)ateramn

H
LT
N © F
=N
FaC

npom. coexn. 2

'H SIMP (300 MT'wt,
JIMCO-ds) 5 0,98 (t,./= 7,2
T, 3H), 2,10-2,20 (m, 2H),

Tpume 5 "
3,69 (s, 2H), 7,14 (s, 1H),
p29 N-(4-(5-(2-xnopdenmn)-3- npom. coen. 29 p 20((Sd 13 o4 1“1(15 2H))
1 1. C 6 A » ,J =3, b 5
(tpudpropmermn)-1 H-nupason-1 oCof 7.427.60 (m, 10H), 10,38
nim)bennn)-2-(4-(1,1-
(s, 1H).
dropripornut)peHu)ateramMin
TH SIMP (300 MI'w, CDCl3)
N 50,99 (t,J=7,2 T, 3H),
c L i F npom. coen. 2 | 2,08-2,22 (m, 2H), 3,72 (s,
Tpive Cy F " 2H), 7,12-7,38 (m, 12H),
p30 N-(4-(3-(2-xnopdenun)mipusun- | MPOM. COCIL. 30 747 (d,J=8,4Tu, 2H),
2-um)denmn)-2-(4-(1,1- Crniocob A 7,66 (d, J=7,5Tu, 1H),
nuropnponu)peHn)aneTaMua 8,71 (s, 1H); XUAJI-MC
(m/'z) 477 (M+H)".
TH SIMP (300 MI'w,
‘ H JIMCO-ds) 8 0,89 (t, /=172
7 O N F PO, COeL. 2 I'u, 3H), 1,90 (s, 3H), 2,15-
mpmee | ) th pom S0t 2 | 2,24 (m, 28, 3,68 (5, 21),
P N 7,20-7,29 (m, 6H), 7,42-
P31 | 2-(4-(1,1-audropnporn)pennn)- | MPOM. coex. 31

N-(4-(3-(o-Tonymm)nupasuu-2-
win)peHun)aneraMun

Crniocob A

7,49 (m, 6H), 8,67 (s, 1H),
8,72 (s, 1H), 10,28 (s, 1H);
XUAJI-MC (m/z) 458
(M+H)".

IMpume
p32

|

N

(J N

N
F

Nk)j./@ m\tp

2-(4-(1,1-mucpropnpornum)denn)-

npoMm. coent. 2
u
npom. coen. 32

TH SIMP (300 M, CDCl3)
50,98 (t,J=7,2 T, 3H),
2,06-2,22 (m, 2H), 2,50 (s,
3H), 2,72 (s, 4H), 3,39 (s,
4H), 3,79 (s, 2H), 7,42-7,48
(m, 3H), 7,59 (d, /= 8,1 Ty,
2H), 7,73 (s, 1H), 7.82 (d, J

N-(4-(3-(4-merunnunepasuu-1- Criocob A
" e
nin)deHun)aneraMmun llu, ll:l); Xi/[/‘\}l-M‘C. m z‘)
466 (M+H)".

N TH SIMP (300 M, CDCl3)

[N] " pom. coem, 2 50,98 (t,J=7,2 T'u, 3H),

Tpive w”o . ; 1,23 (t,J= 6,9 I'y, 3H),

033 X F npow. coen, 33 | 207220 (m, 2H), 2.62-

2-(4-(1,1-audropnponun)penin)-
N-(4-(3-(4-3runnunepasus-1-

Crniocob A

2,73 (m, 6H), 3,40 (s, 4H),
3,79 (s, 2H), 7,43-7,47 (m,
3H), 7,58 (d,/J=84Tu,
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WJ)IIUpasuH-2-
umyheHn)areTamMmns

2H), 7,69 (5, 1H), 7,83 (d, /
= 8,4 T, 2H), 8,05 (s, 1H),
8,15 (s, 1H); XUAZ-MC
(m/z) 480 (M+H)".

St

TIpOM. coel. 2

TH SIMP (300 MT 1,
JIMCO-ds) 5 0,90 (t,.J=7,2
T, 3H), 2,11-2,27 (m, 2H),
3,70 (s, 2H), 7,11 (d,.J=8,4
I, 2H), 7,29 (d,/=8,4 Iy,

TIpume u 2H), 7,33 (d, /=8,1 T,
p34 npom. coex. 34 2H), 7,44-7,49 (m, 5H),
N-(4-(2-(4-xnopdennn ) npuanH- Crioco6 A 7,55 (d,J=8,1 ', 2H),
3-un)pennn)-2-(4-(1,1- 7,80 (4, /=7,8 'y, 1H),
udroprpornin)peHnn )aueTamMmu 8,64 (d, J= 4,2 T, 1H),
10,28 (s, 1H), XMAZI-MC
(m/z) 477 (M+HY .
TH SIMP (300 ML,
JIMCO-de) 5 0,90 (t,.J= 6,9
¢ Tu, 3H), 2,17-2,23 (m, 2H),
Cotray, [ R
TIpume B 7(;/\ﬂj\tF " % > . - L
p3s N® TIpOM. coernt. 35 2H), 7.36-7,46 (m, TH),
N-(4-(4-(4-xnopdennmn) mupunus- Criocob A 7,55 (d,/=8,4Tu, 2H),
3-un)pemnan)2-(4-(1,1- 8,57 (s, 1H), 8,61 (d, /= 4,8
nudropnponun)derumnaneramun T, 1H), 10,27 (s, 1H);
XUAL-MC (m/'z) 477
(M+H)"
'H SIMP (300 MI'u, CDCl3)
50,99 (t,J=7,2 Ty, 3H),
1,08 (d, J=6,3 ['w, 6H),
0.
\( ]’ K 2,07-2,22 (m, 2H), 2,45 (t, J
w m{ npom. coen. 2 =111 T, 2H), 342 (d, /=
Tlpume N‘k;N F '“ ' 12,3 T, 2H), 2,62-2,72 (m,
36 | 241, I-nudroprpormndenn)- | npow coen 36 | 20 378 (5 2, 731 5,
N-(4-(-(25.6R)2.6- Crocos A | D741 T=7.8Tn,
JIMMETHIMOP(OTHHO ) INPa3HH-2- 2H), 7.47-7,57 (m, 4H),
wn)dennn)aneramus 786 (d, /=84 T, 2H),
8,07 (s, 1H), 8,11 (s, 1H);
XUAJI-MC (m/z) 481
(M+H)".
@ d npoMm. coexl. 3 'H SIMP (300 MIy,
Mpve a O N Y . y JMCO-de) 81,06 (d, J=
p37 N'\/\N - npom. coea. 11 6,3 T, 3H), 3,68 (5, 2H),
& HO

N-(4-(3-(2-xnopennn)mupasnn-

Cnocob B

4,01-4,05 (m, 1H), 5,49 (d,
J=6,0Ty, 1H), 7,28 d, /=
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2-un)dennn)-2-(4-(1,1-mudrop-2-
runpokcunporun)peHun)-
aueTamua

8,4Tw, 2H), 7,39-7,45 (m,
8H), 7,49 (d, J=7,8 T,
2H), 8,69 (s, 1H), 8,77 (s,
1H), 10,29 (s, 1H); HIIP-
MC (m/z) 494 (M+H)".

cl
u
cl ON .
7N o F
=N

MpoM. coex. 2

'H AMP (300 MI'n,
JIMCO-ds) 5 0,89 (t,.J= 17,2
T, 3H), 2,15-2,22 (m, 2H),

IMpume i1 2,28 (s, 3H), 3,68 (s, 2H),
p38 N-(4=(5-(2,4-muxnopden)-3- npom. coen. 37 | 6,39 (s, 1H), 7,08 (d, /= 9,0
mertus-1H-nupason-1-mr)denn)- Cnocod A T', 2H), 7,44-7,53 (m, 8H),
2-(4-1,1- 7,66 (s, 1H), 10,30 (s, 1H);
nudropnponui)heHn )aueTamua HBP-MC (m/z) 514 (M),
F
® N TH SIMP (300 MT,
° 0 X\©IF AMCO-ds) 61,06 (d, J =
NN F npom. coen. 3 N i i
Hpive (N HO " 6,6 T, 3H), 3,68 (s, 2H),
p 3¢ N-(4-(3-(2-xn0p-4- mpom. coex. 38 4,00-4,05 (m, 1H), 5,49 (d,
¢dropdennm)nupaznn-2- Crioco6 B J=51Twu, 1H),7,25-7,54
un)benun)-2-(4-(1,1-mudrop-2- (m, 11H), 8,69 (s, 1H), 8,77
THAPOKCHIIPOITHIT)DeHHI )- (s, 1H), 10,30 (s, 1H).
aleTaMuI
TH SIMP (300 MI'n,
0 u JIMCO-ds) 8 0,85 (t,J= 6,9
N . 'y, 3H), 1,06 (d, J=6,0 'y,
N'K,\N ?)/\QIF TIpOM. coenl. 3 3H),2,27(q,/=6,9Tm,
Iprme g HO " 2H), 3,67 (s, 2H), 4,03-4,07
p 40 2-(4-(1,1-nu¢prop-2- npom. coen. 39 | (m, 1H), 5,49 (wwmp.s, TH),
runpoxcunponun)bennn)-N-(4- Crioco6 B | 7,17-7,49 (m, 12H), 8,66 (s,
(3-(2-oTunennm)mupasun-2- 1H), 8,72 (s, 1H), 10,27 (s,
un)enun)aneramu 1H), XMA-MC (m’z) 488
(M+H)".
'H SIMP (300 MI'u, CDCl3)
o 31,00 (t,.J= 7,8 T, 3H),
[N] " 2,08-2,21 (m, 3H), 2,65-
N N . 2,71 (m, 6H), 3,33 (s, GH),
n{)\(@ 75/\@\6 npom. coen. 2 | 3,60-3,64 (m, 2H), 3,80 (s,
Mpime N u 2H), 7,43 (d, J = 8,4 Ty,
pa1 | 2-4-(11-nndropmpordernn)- | ooy coen. 40 | 3H), 7,50 (d, /= 7,8 Ty,

N-(4-(3-(4-(2-
METOKCHATHN)IIMIepasuu-1-
WIT)IHPa3UH-2-
un)dernm)areraMus

Croco6 A

2H), 7,56 (d, J=8,4 T,
2H), 7,86 (d, J=8,4 T,
2H), 8,06 (s, 1H), 8,15 (s,
1H); XMAJ-MC (m/z) 510
(M~+H)".
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TH IMP (300 MI'wy,

OY JMCO-ds) 8 0,90 (t, J=7,5
N o Iy, 3H), 2,19-2,23 (m, 2H),
iN] N 5 | 2:94-3,10 (m, 2H), 3.20-
— N\)\/@ Z%/\@\EF fIpoM. :"e”‘ 3,35 (m, 9H), 3,73 (s, 2H),
" N pone coen 41 | 3+74-3:84 (m. 2H), 747 s,
P N~(4-(3-(4-ametun-2- POM. COTIL 4H), 7,72 (d,J=7,8 T,
METHIITHIIEPA3HH- 1 - 1) THPA3HH- Crioco6 A 2H), 7,88 (d,J=7.8 T,
2-un)pennn)-2-(4-(1,1- 2H), 8,16 (d, J= 11,1 T,
audropnponn)eHin)aneTaMu 2H), 10,38 (s, 1H); XUA/I-
MC (/) 508 (M+H)".
TH SIMP (300 M, CDCl3)
Oy 50,99 (t,J="7,8 Ty, 3H),
m K\©\EF mpows,coe 2 | 207222 (m 200,377 s
e LN . 2H), 7,34-7,41 (m, 6H),
p43 2-(4-(1,1-mucpropmnporum)dennn)- npowm. coex. 42 7,49 (d,.J=738Tu, 2H),
N-(4-(3-(rmiprmmnun-5- Crioco6 A 8,66 (d,./=4,8Tu, 2H),
HT)HPAsHH-2- 8,82 (s, 2H), 9,15 (s, 1H);
wn)dernn)aneramus UDP-MC (mz) 446
(M+H)"
. TH SIMP (300 MLw,
H JIMCO-ds) 6 0,89 (t,./= 7,8
N I, 3H), 1,91 (s, 3H), 2,16-
NS ® m& TpOM. COCL. 2|y Te . 2H), 3.60 (5, 2H),
TIpume N n
bt | 2y om coen 43 | 703707 (@, 2HD), 7,04-
-(4-(1, 1-nu¢ropnpormm)denun)- | 1P ’11 7,29 (m, 3H), 7,42-7,53 (m,
N-(4-(3-(4-Grop-2- CrocoS A1 H), 867 (s, 1H), 8.72 s,
MeTHIDEHUIT)THPASHH-2- 1H), 10,30 (s, 1H), XUA/JI-
umerunaueramun MC (m/z) 476 (M+H)".
F VH SIMP (300 MI'w,
0D 8 TIMCO-ds) § 0,89 (t, J = 6,9
¢ ® K\Q\E npow. coen. 2 | Tw, 3H), 2,16-2,22 (m, 2H),
Tpuve L F u 3,69 (s, 2H), 7,28 (d,J = 8,4
p4s N-(4-(3-(2-x110p-4- nipom. coex. 38 | T'm, 2H), 7,30-7,60 (m, 9H),
dropdenun)nupasnn-2- Criocob A 8,69 (s, 1H), 8,77 (s, 1H),
ni)dennn)-2-(4-(1,1- 10,31 (s, 1H); XUAZI-MC
nudropnpormm)deHn)ateTamu, (m/z) 496 (M+H)".
o TH AIMP (300 M x,
O H JAMCO-ds) 8 0,89 (t, /=172
O N i npom. coen. 2 | T, 3H), 2,15-2,19 (m, 2H),
TIpume N m\f u 3,69 (s, 2H), 7,08-7,18 (m,
p46 N npom. coen. 44 | 4H), 7,36-7,53 (m, OH),

N-(4-(3-(4-xnopeHun) TMpHanH-
4-nm)pennn)-2-(4-(1,1-
anropnponim)deHnn)aueTamun

Crioco6 A

8,54 (s, 1H), 8,60 (s, 1H),
10,24 (s, 1H), XUAJ-MC
(mz) 477 (MHH)”
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IMpume
p47

2-(4~(1,1-mudroprpormn)dennn)-
N-(4-(3-(2,4-
UMeTHI(eHIIT)IIPasuH-2-
un)benun)aneTaMmun

npom. coen. 2
"
TIpoM. coen. 45
Cnocod A

TH SIMP (300 MI'y,, CDCl3)
80,99 (t, J=7,2Tu, 3H),
1,90 (s, 3H), 2,07-2,22 (m,
2H), 2,31 (s, 3H), 3,73 (s,

2H), 6,94-7,01 (m, 2H),
7,06-7,12 (m, 2H), 7,34-
7,39 (m, 5H), 7,49 (d, J=
7,8 T, 2H), 8,56 (s, 1H),
8,59 (s, 1H), XHAJ-MC
(mz) 472 (M+H)".

TIpume
p48

N
I
2-(4-(1,1-audroprporum)berun)-
N-(4-(3-(2-¢rop-4-
MeTHII(GEHHT) THPa3HH-2-
11 )(bEHIT)aLIeTaAMII

TIPOM. coexl. 2
u
poM. coext. 46
CrocoG A

TH SIMP (300 MI 1,
JIMCO-de) § 0,90 (t,.J=7,8
T, 3H), 2,17-2,25 (m, 2H),

2,33 (s, 3H), 3,69 (s, 2H),
6,91-6,97 (m, 1H), 7,12 (d,
J=72Tu, 1H),7,32(d, J=
8,4 T'my, 2H), 7,43-7,55 (m,
7H), 8,70 (d, J=9,3 Ty,
2H), 10,31 (s, 1H); XMAJI-
MC (m/z) 476 (M+H).

IIpume
p49

Lo

N-(4-(1-(2-xn0p-4-prophenun)-
6-0KCO-1,6-IMrNAPONUPUMHUTHH-
2-mwn)penmn)-2-(4-(1,1-

1 ropnponH)GeHI)aeTamMua

npom. coen. 2
u
npom. coen. 47
Crocob A

"H SIMP (300 MT'w,
JIMCO-ds) 8 0,88 (t, J = 7,2
T, 3H), 2,15-2,39 (m, 2H),
3,67 (s, 2H), 6,56 (d, J= 6,3
T, 1H), 7,24-7,30 (m, 4H),
7,40-7,50 (m, 6H), 7,70 (s,

1H), 8,11 (d,J=5,7Tn,
1H), 10,33 (s, 1H); XUATI-
MC (m/z) 512 (M+H)".

IIpume
p 50

Cl
NS

N-(4-(3-(2,4-
X NOpGeHUIT) THPa3HH-2-
un)bennn)-2-(4-(1,1-
udyropnporn)peHun )ateramus

TIpOM. coexl. 2
5]
npoM. coef. 48
Crocob A

"H AMP (300 MI'w,
JAMCO-ds) 8 0,89 (t,.J=7,8
Iy, 3H), 2,16-2,22 (m, 2H),
3,69 (s, 2H), 7,29 (d, J = 8,1
T, 2H), 7,42-7,55 (m, 7H),

7,63 (s, 1H), 8,70 (s, 1H),
8,79 (s, 1H), 10,32 (s, 1H),
XUAJI-MC (m/z) 512
(M+H)".

TMpume
p5l

oty

2-(4-(1,1-nucprop-2-
ruppoxcunpont)hennn)-N-(4-

(3-(2,4-aumeTund eHun)IHPasHH-

npoM. coen. 3
u
TpoMm. coexn. 45
Criocob B

H SMP (300 MI', CDCl3)
51,23 (d,J=5,7 Ty, 3H),
1,91 (s, 3H), 2,31 (s, 3H),
3,72 (s, 2H), 4,13-4,17 (m,
1H), 6,95 (s, 1H), 6,99 (d, .
=6,9Tw, 1H), 7,10 (d, J =
7,8 T, 1H), 7,19 (s, 1H),
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2-un)denun)aneramun

7,35-7,40 (m, SH), 7,50 (d,
J=81Tu, 2H), 8,59 (d, /=
8,7 T'u, 2H); XUAJ-MC
(m/z) 488 (M+H)".

TIpume
p 54

o

N

(J N
Lo B/\Q\EF
LN HO

N-(4-(3-(4-
(umkIonponaHkapboOHUI)-
nunepasyuH-1-un)nupasuH-2-
un)dennn)-2-(4-(1,1-audrop-2-
THIPOKCUIIPOITHIT)peHMIT)-

mpoMm. coexl. 3
u
npom. coen. 49
Cnoco6 B

"H AMP (300 MTI',
JIMCO-ds) § 0,63-0,70 (m,
4H), 1,07 (d, /=63 T,
3H), 1,91-1,95 (m, 1H),
3,08-3,12 (m, 4H), 3,49-
3,53 (m, 2H), 3,68-3,72 (m,
2H), 3,73 (s, 2H), 4,02-4,06
(m, 1H), 5,47-5,51 (m, 1H),
7.44 (s, 4H), 7,73 (d, J = 8.4
I, 2H), 7,90 (d, J=7,2 I',
2H), 8,14 (s, 1H), 8,19 (s,
1H), 10,38 (s, 1H); K3P-
MC (m/z) 536 (M+H)".

TIpume
P55

aueTaMua
Q.
N
F
N)\/(j o] .
LN

N-(4-(3-((4-xnopdhenun)(MeTHn)-
aMuHO)upasuH-2-mi)dennn)-2-
(4-(1,1-
nudroprporn)heHn)aneTaMmug

H
N

npom. coen. 2
"
npom. coea. 50
Cnocob A

H SIMP (300 MT'1y,
JIMCO-ds) 5 0,88 (t,J= 7,2
T, 3H), 2,15-2,21 (m, 2H),

3,27 (s, 3H), 3,68 (5, 2H),
6,72-6,76 (m, 2H), 7,06 (d,
J=63Tu, 2H), 7,42-7,55
(m, 8H), 8,34-8,43 (m, 2H),

10,24 (s, 1H); XUAZI-MC

(m/z) 507 (M+H)".

EP N
N
ST m%
(N
N-(4-(3-
(GeH3u(MeTHIT)aMHHO)ITUPA3HH-

2-un)penmnn)-2-(4-(1,1-
nudTopnponiu)beHI)aneTaMus

poMm. coefl. 2
Hu
mpom. coen. 51
Criocob A

'H AMP (300 MI'w,
IMCO-ds) 8 0,89 (t,.J= 172
I, 3H), 2,15-2,23 (m, 2H),

2,57 (s, 3H), 3,72 (s, 2H),
4.42 (s, 2H), 7,12 (d,J=6.9
I, 2H), 7,23-7,31 (m, 3H),

7,44-7,48 (m, 4H), 7,70 (s,

4H), 8,08 (d, J=6,3 I’
2H), 10,36 (s, 1H); XUAJI-

MC (m/z) 487 (M+H)".

IIpume
p57

@
N
(N

N-(4-(3-(OeH3unaMuHO)THpa3uH-
2-nm)bennn)-2-(4-(1,1-
mudropuponmt)deHmnT)aneTamMmia

npom. coen. 2
14
rpom. coenl. 52
Cnocob A

'H AMP (300 MI'w,
IMCO-ds) § 0,89 (t, J=17,2
', 3H), 2,18-2,22 (m, 2H),

3,74 (s, 2H), 4,50 (s, 2H),
6,90-6,95 (m, 1H), 7,25-
7,32 (m, 5H), 7,44-7,48 (m,
4H), 7,64 (d, J=7.2Tm,
2H), 7,68-7,74 (m, 3H),
7.89 (s, 1H), 10,39 (s, 1H);
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XUAJI-MC (m/z) 473

(M+H)".
'H SIMP (300 MI'1,
JIMCO-ds) § 0,90 (t, J="7.2
Iy, 3H), 1,43 (d, J=7,2 T,
? H 3H), 2,18-2,23 (m, 2H),
NH N 3,74 (s, 2H), 5,14-5,18 (m,
Tprme NC\N/@ g\% TPOM €02 |1k, 63 146,35 (m, 1H),
ps58 |2 4 (1’1 _ | mpom. coen. 53 7.17(d, /=63 I'n, IH),
-(4-(1,1-nucpropnpormn)enun) P © 7.25-7.37 (m, 4H), 7.45-
N-4-(3-((1- Crocos A 7,49 (m, 4H), 7,65 (d, J =
(heHUIITUI)aMHHO ) IPa3HH-2- 7.2 T, 2F), 7,70-7.75 (m,
um)eHmT)aeTaMua 3H), 7,86 (s, 1H), 10,40 (s,
1H), XUAJI-MC (m/z) 487
(M+H)".
TH AMP (300 MI1,
IIMCO-de) 8 0,90 (1, .J= 7.8
T'y, 3H), 1,43 (d,/=6,6 'y,
[P 3H), 2,18-2,25 (m, 2H),
A ¥ 3,74 (s, 2H), 5,14-5,18 (m,
) Nw Z)‘/\Q\EF mpou. coen. 2 | 1H), 6,32-6,36 (m, 1H),
IIpume N " 7,17 (d,J=7,2 T, 1H),
p59 (R)-2-(4-(1,1- npom. coen. 54 | 7,27 (t,J=7,8 I'y, 2H),
nmdropriporran)dennn)-N-(4-(3- Cnocob A 7,35(d,./=7,2Tu, 2H),
((1-hbeHUd>TUI)aMUHO) THPA3HH- 7,45-7,49 (m, 4H), 7,65 (d,
2-um)eHnn)aeTaMun J=8,4Tu, 2H), 7,72-7,78
(m, 3H), 7.86 (s, 1H), 10,41
(s, IH); XUAJ-MC (m/z)
487 (M+H)".
TH STMP (300 MT,
(P JIMCO-ds) 5 0,87 (t,.J="17,5
L. R I, 3H), 1,41 (d, J=6,9 Ty,
\ NL\‘\/@ m\EF npom. coen. 2 3H), 2,13-2,’1,77(m, 2H),
Mpive LN . 231 (s, 3H), 3,69 (s, 2H),
p60 (R)-2-(4-(1,1- npows, coen, 55 | 257529 (m, 1H), 7,13 (d,
audropnponun)dennn)-N-(4-(3- Criocob A J=172Tu, 2H), 7,18-7,27
(vernn(1- (m, 3H), 7,41-7,45 (m, 4H),
(DEeHUIITIIT)AMUHO)IHPASHH-2- 7,65 (s, 4H), 8,05 (s, 2H),
wn)eHnT)aneTaMun 10,32 (s, 1H); XUAJ-MC
(m/z) 501 (M+H).
) "H AMP (300 M1,
Tpme ot AN PN €02 ) IMCO4)5 090 (1,1= 72
)\/O B/\Q\E Iw, 3H), 1,43 (d,./=7.2 T,
po6l N F npowm. coen. 56
N Cri0co6 A 3H), 2,16-2,25 (m, 2H),
(8)-2-(4-(1,1- 3,74 (s, 2H), 5,14-5,18 (m,
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udropnponun)dennn)-N-(4-(3-
((1-pennndTHI)aMHHO)THPA3HH-
2-un)deHnn)aueramMmun

1H), 6,35 (d, /= 7,8 T,
1H), 7,17 (t,J=7,2 T,
1H), 7,27 (t,J=17,8 T,
2H), 7,36 (d,J=7,2 T,
2H), 7,45-7,49 (m, 4H),
7,65 (d,J=9,0 T'u, 2H),
7,72-7,79 (m, 3H), 7,87 (s,
1H), 10,41 (s, 1H); XHA/J-
MC (m/z) 487 (M+H)",

iy
N
F
N

npom. coen. 2

n

TH SAMP (300 MI'wi,
TIMCO-ds) 8 0,89 (t,.J = 7,2
T, 3H), 1,43 (d,J=6,3 Ty,
3H), 2,16-2,25 (m, 2H),
2,33 (s, 3H), 3,72 (s, 2H),
5,29-535 (m, 1H), 7,16 (d,
J=172Tu, 2H), 7,22-7,29
(m, 3H), 7,44-7,48 (m, 4H),
7,67 (s, 4H), 8,08 (s, 2H),
10,34 (s, 1H); XUAJ-MC
(m/z) 501 (M+H)".

(8)-2-(4-(1,1- npom. coex. 57
audroprponun)enin)-N-(4-(3- Crioco6 A
(merua(1-
(heHNIITHIN)AMHHO) THPA3HH-2-
win)eHnT)aneraMu
Cl
? N
wN]AQt npom. coex. 2
o) F
N‘ N F "
N npom. coent. 58

(8)-N-(4-(3-((1-(4-xnopenni)-
STHJT)aMHHO)HPa3HH-2-
nn)dpennn)-2-(4-(1,1-
udroprponui)peHi)atneraMmu

Criocob A

TH SIMP (300 MI'ti,
JIMCO-ds) 8 0,90 (t,.J= 7,5
T, 3H), 1,42 (d, /= 6,3 T,

3H), 2,17-2,31 (m, 2H),
3,74 (s, 2H), 5,13 (t, /= 6,3
Ty, 1H), 6,48 (d,./=7,5 Ty,
1H), 7,32 (d, J=7,8 Ty,
2H), 7,39 (d, /= 7,8 T,
2H), 7,45-7,49 (m, 4H),
7,65 (d,J=7,8 Ty, 2H),
7,72-7,78 (m, 3H), 7,85 (s,
1H), 10,42 (s, 1H); XHAJI-
MC (m/z) 521 (M+H)".

Cl
2
NH
Nglj’ET:H%
N
(8)-N-(4-(3-((1-(3-xnopdennn)-
STUIJT)aMHHO)HPa3HH-2-

un)dennn)-2-(4-(1,1-
nmdropnponin)peHnT)aneTaMun

npom. coen. 2

"

npowm. coent. 59

Crniocob A

TH SIMP (300 MT 1,
JIMCO-ds) 8 0,90 (t, J=7,2
T, 3H), 1,43 (d, /=63 Ty,

3H), 2,18-2,32 (m, 2H),
3,75 (s, 2H), 5,14 (t, J = 6,3
I', 1H), 6,55 (d,J=7,5 T,
1H), 7,22 (d, J=7.8 Ty,
2H), 7,28-7,35 (m, 2H),
7,42-7,50 (m, 4H), 7,67 (d,
J=84Tu, 2H), 7,73-7,79
(m, 3H), 7,86 (s, 1H), 10,42
(s, 1H), XUAJI-MC (m/z)
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521 (M+H)".

TIpume
p 65

Cl

S

L E/\Q\EF

N
(8)-N-(4-(3-((1-(4-xnopdeHun)-
STIIT)(METHIT)aMUHO)IUPA3UH-2-

um)bennn)-2-(4-(1,1-
udToprponm)peHmIT)aeTaMuL

npom. coex. 2
u
npoM. coex. 60
Criocob A

'H SIMP (300 MI1y,
IIMCO-ds) 5 0,89 (t,J=72
Ty, 3H), 1,43 (d,.J=6,3 'y,

3H), 2,18-2,22 (m, 2H),
2,32 (s, 3H), 3,72 (s, 2H),
5,26-5,31 (m, 1H), 7,19 (d,
J=17.8Tu, 2H), 7,34 (d, /=
8,4 T'u, 2H), 7,44-7,48 (m,
4H), 7,65-7,69 (m, 4H),
8,08 (d, J=5,1 T, 2H),
10,35 (s, 1H).

IIpume
p 66

g

NH

poes m{F

N

(S)-N-(4-(3~((1-(2-xnopdenmn)-
9THIT)aMHHO)[IHpa3HH-2-
un)dernn)-2-(4-(1,1-

nudTopnporn)deHnn)aueTamMmu

H
N

TIpoM. coexl. 2
u
mpom. coef. 61
Crioco6 A

'H SIMP (300 MTIw,
IMCO-ds) § 0,90 (t,.J=7,2
', 3H), 1,41 (d, J=6,9 T'u,

3H), 2,13-2,23 (m, 2H),
3,75 (s, 2H), 5,39-5,43 (m,
1H), 6,57 (d, J=7,5 T,
1H), 7,21-7,25 (m, 2H),
7,38 (d,/=7,2Tuy, 1H),
7,45-7,49 (m, 5H), 7,70-
7,84 (m, 6H), 10,42 (s, 1H),
XUAJ-MC (m/z) 520 (M)".

TIpume
p67

E

Lo
gJer f@{F
(N

(8)-2-(4-(1,1-gudpropnponun)-
denmn)-N-(4-3-((1-(4-prop-2-
METHI()EHMIT)ITHII )aMUHO)-
TMpa3suH-2-wuT) et )aneTamu

IPOM. coen. 2
u
mpoMm. coen. 62
CriocoG A

TH SIMP (300 MI'w,
JIMCO-ds) 3 0,90 (t, J=7,2
T'u, 3H), 1,36 (d, /= 6,3 T,

3H), 2,18-2,25 (m, 2H),
2,40 (s, 3H), 3,74 (s, 2H),
5,21-5,25 (m, 1H), 6,44 (d,
J=63 T, 1H), 6,92-7,01
(m, 2H), 7,39-7,50 (m, 5H),
7,63 (d, J=8,4 'y, 2H),
7,74 (d, J=8,4 'y, 3H),
7,86 (s, 1H), 10,42 (s, 1H).

IMpume
p 68

e

NH

$Ues 3/\©:{F
N OH

N-(4-(3-(((S)-1-(2-xnopdernn)-
STIT)aMHHO)ITHPa3HH-2-

un)denun)-2-(4-(1,1-nudrop-2-
ruapokcunponin)GpeHn)-

areTamus

TIpoM. coer. 3
u
npom. coea. 61
Crioco6 B

'H SIMP (300 MTIw,
IMCO-ds) 51,07 (d, J =
6,9 T, 3H), 1,41 (d, J=6,9
Tu, 3H), 3,74 (s, 2H), 4,06
(urp.s, 1H), 5,39-5,43 (m,
1H), 6,57 (d, /= 6,9 T,
1H), 7,21-7,26 (m, 3H),
7,36-7,46 (m, 6H), 7,70 (d,
J=8,4Tu, 2H),7,77(d,J=
8,4 I', 2H), 7,84 (s, 1H),
10,42 (s, 1H); XUAJI-MC
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(m/z) 537 (M+H)".
H SIMP (300 MTu,
JIMCO-de) 8 0,88 (t, ./ = 7.2
Ty, 3H), 1,34 (d, J=5,7 T,
3H), 2,15-2,25 (m, SH),
H 2,32 (s, 3H), 3,73 (s, 2H),
w” . npom. coen. 2 | 5,21-5,25 (m, 1H), 6,24 (d,
TIpume N‘\,\N mﬁ J=63 T'u, 1H), 6,88-6,90
po9 (S)—Z—(:l—(l,l—}Jud)'ropnponpm)- npom. coen. 63 | (m, 2H), 7,21 (d, J=7.8 I',
(pern) N-(4-(1424- 1H), 7,45-7,47 (m, 4H),
g 7,60 (d,J=7,8 Ty, 2H),
AMMETHII()EHNIT)I THIT)aMHHO )~
7,73 (d, J=8,4 ', 3H),
nupasuH-2-ui)eHnn)aneTammng 7.85 (s, 1H), 1039 (s, 1H),
XUAJ-MC (m/z) 513 (M-
H)-
TH AMP (300 MIw,
i TIMCO-de) § 0,90 (t, J=17,2
I'm, 3H), 1,40 (d, /= 6,9 T,
“ ] 3H), 2,18-2,25 (m, 2H),
w g Foo| TPOM-CORR D s 2H), 5,35-5.30 (m,
Tlpave N'K,\N F 1H), 6,62-6,65 (m, 1H),
p70 * npom. coen. 64 > >l
(8)-N-(4-(3-((1-(2-x10p-4- 7,11-7,15 (m, 2H), 7,35 (d,
dbropbeHn)3 T )aMIHO)- J=18,7Tu, 1H), 7,45-7,49
nupasuH-2-un)dennn)-2-(4-(1,1- (m, SH), 7,67-7,85 (m, SH),
nndroprpormn)deHn)aeTamMmun 10,42 (s, 1H); XUAA-MC
(m/z) 539 (M+H)*
'H aMP (300 MI'y,
JIMCO-ds) § 0,83-0,88 (m,
(P 2H), 1,07 (d, J=6,3 T,
" i 3H), 1,11-1,15 (m, 2H),
/\(@ p@f Y 1,62-1,72 (m, 5H), 2,99-
NS F pom. coern. 3 A
Ipive N oH 3,13 (m, 2H), 3,10-3,15 (m,
p71 N-(4-(3~((umknorexcunvetun)- | npow. coen. 65 3H), 3,73 (s, 2H), 4,03
aMUHO)MPa3uH-2-1n)beHnT)-2- (ump.s, 1H), 5,52 (d, /=
(4-(1,1-nudprop-2- 5,7 'y, 1H), 6,25 (wp.s,
rugpokcunponui)beHun)- 1H), 7,42-7,46 (m, 3H),
ALETAMI 7,57 (d, J = 8,4 Ty, 2H),
7,69-7,75 (m, 3H), 77,91 (s,
1H), 10,39 (s, 1H).
cl H SIMP (300 MT'w,
opom. coen. 3 JIMCO-ds) § 1,07 (d, J=
Tpume H 6,9Tn, 3H), 1,42 (d,J=6,3
p72 w” . npom. coex, 58 | Ty, 3H), 3,74 (s, 2H), 4,05
"L\N g/\©>rl= (ump.s, 1H), 5,11-5,15 (m,
g OH 1H), 5,49-5,53 (m, 1H),
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6,

49(d, J=75 I, 1H),

N-(4-(3-(((S)-1-(4-xnopdenmn)-
STHIT)aMHHO)ITHPA3UH-2-
un)pennn)-2-(4-(1,1-gudrop-2-
THIPOKCUIIPOIIHIT) eI )-

73

J=
(m,

2-7,40 (m, 7H), 7,65 (d,
8,4 ', 2H), 7,72-7,76

3H), 7,82-7,86 (m, 2H),
10,41 (s, 1H).

H SIMP (300 MTI'1y,

aueTamus
9\0 H
NH N
0 F
NS F F
LN OH

N-(4-(3-(((S)-1-(2-xnopdenni)-
STHIT)aMHHO)[TUPA3HH-2-11T)-2-
¢dropdenmn)-2-(4-(1,1-mudrop-2-
FUAPOKCHIPONHI)DEHIIT)-
aneTaMun

npom. coen. 3

npoM. coen. 66
Crocob B

T

)i

JIMCO-ds) 81,07 (d, J =
6,3 T, 3H), 1,42(d,.J= 6,6

(wmp.s, 1H), 5,39-5,46 (m,

7,45 (s, 4H), 7,56-7,65 (m,

11, 3H), 3,85 (s, 2H), 4,05

1H), 5,52 (d, J=6,0 ',
1H), 6,83 (d, J=6,9 Ty,
1H), 7,18-7,25 (m, 2H),
7,38 (d,J=7,8 Ty, 1H),

2H), 7,79 (s, 1H), 7,87 (s,
1H), 8,12 (t, J=7,8 I'n,
2H), 10,19 (s, 1H); UDP-
MC (m/’z) 555 (M+H)".
'H AMP (300 MT'n,

Q.

N
NH
L F@f
LN F OH
N-(4-(3-(((S)-1-(2-xnopderm)-
STUIT)aMHHO)[TUPA3HH-2-11)-3-
dropbenun)-2-(4-(1,1-qudprop-2-
THAPOKCHITPOITHI )pEeHMT)-

aLeTaMHz

npom. coen. 3

u

npom. coen. 67

Crocob B

JIMCO-d5) 81,07 (d, J =
6,9Tu, 3H), 1,37 (d, /= 6,6
T'u, 3H), 3,76 (s, 2H), 4,05
(ump.s, 1H), 5,40-5,45 (m,
1H), 5,52 (d, /=6,0 'y,
1H), 6,62(d, /J=7,2Tn,
1H), 7,18-7,25 (m, 3H),
7,37(d,J=7,2Tu, 1H),
7,45 (s, 6H), 7,73-7,78 (m,
2H), 7,90 (s, 1H), 10,61 (s,
1H); UOP-MC (mn/z) 555
(M+H)".

'H SIMP (300 MT',

TIpume
p75

Ly

N-(4-(3-(6eH3unoxcu)mupasmH-2-
um)dennn)-2-(4-(1,1-
udroprponnt)heHnIT)aeTaMIn

npom. coen. 2

u

npom. coex. 68
Crocot A

JIMCO~ds) 8 0,89 (1, J=7,2
'y, 3H), 2,18-2,25 (m, 2H),
3,73 (s, 2H), 5,48 (s, 2H),
6,01 (ump.s, 1H), 7,35-7,47
(m, 8H), 7,69 (d, J = 8,4 Ty,
2H), 8,03 (d,J=8,7T'n,
2H), 8,17 (s, 1H), 8,31 (s,

1H), 10,40 (s, 1H); XHUAJ-

MC (m/z) 474 (M+H)*.
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Ilpume
p76

¢
2.0 KT:H%
N
2-(4-(1,1-mudropupommn)dennn)-
N-(4-(3-(1-benunsToKCH)-
nupasuH-2-ni)beHn jareTaMun

TIPOM. coenl. 2
u
npom, coexnt. 69
Crocob A

T SIMP (300 M1y,
JIMCO-d) 8 0,90 (t, J= 7,2
Ty, 3H), 1,63 (d, /=63 T,

3H), 2,16-2,25 (m, 2H),
3,75 (s, 2H), 6,21-6,26 (m,
1H), 7,30-7,35 (m, 3H),
7,40-7,50 (m, 6H), 7,73 (d,
J=8,7Tu, 2H), 8,06-8,12
(m, 3H), 8,25 (s, 1H), 10,43
(s, 1H), XHAJI-MC (m/z)
488 (M+H)".

TIpume
p77

F

L
o N
{EIJ'EW:L%

N-(4-(3-((2-xmop-4-
(hropSen3un)okeH )IHpasHH-2-
un)penun)-2-(4-(1,1-

G TOPNPONTIIT)HSHNIT)aLeTaMHL

poM. coen. 2
u
mpom. coen. 70
Criocob A

TH SMP (300 ML,
JIMCO-ds) § 0,89 (t, J=7,2
T, 3H), 2,16-2,21 (m, 2H),

3,73 (s, 2H), 5,51 (s, 2H),
7,24-727 (m, 1H), 7,44-
7,48 (m, 4H), 7,55 (d, J =
8,7 [y, 1H), 7,65-7,70 (m,
3H), 8,00 (d, /=9,0 T,
2H), 8,19 (s, 1H), 8,34 (s,
1H), 10,39 (s, 1H); XHUA]-
MC (m/z) 526 (M+H)",

IIpume
p78

@ y
o}
F
A E/\QIF
N OH
N-(4-(3-(6ensnnokcu )upasus-2-
wn)bermn)-2-(4-(1,1-naudrop-2-

ruapokcunpommn)Gennn)-
aneTamMua

mpom. coex. 3
u
npom. coen. 68
Crnioco6 B

TH SIMP (300 MT'w,
JIMCO-ds) 5 1,06 (d, J =
6,9 ', 3H), 3,72 (s, 2H),

4,03 (mup.s, 1H), 5,46-5,60
(m, 3H), 7,37-7,50 (m, 9H),
7,70 (d, J=17,2 Tu, 2H),
8,03 (d, /= 8,4 T, 2H),
8,17 (s, 1H), 8,32 (s, 1H),
10,39 (s, 1H); XMAJ-MC
(m/z) 490 (M+H)".

TTpume
p79

T .
e} N

(R)-2-(4-(1,1-
mudropnponun)denn)-N-(4-(3-
(1-pennmnsToKCH)NHPA3UH-2-
un)eHun)aueraMuz

npom. coen. 2
u
mpom. coea. 71
Crocob A

TH SIMP (300 MI 1,
JIMCO-ds) 5 0,90 (t, J= 7,2
Iy, 3H), 1,63 (d, /=63 I,

3H), 2,12-2,26 (m, 2H),
3,75 (s, 2H), 6,24-6,28 (m,
1H), 7,24-7,49 (m, 9H),
7,73 (d, J=8,4 [y, 2H),
8,05-8,09 (m, 3H), 8,25 (s,
1H), 10,44 (s, 1H); XUA/I-
MC (m/z) 488 (M+H)".
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Tpume
p 80

’
?
'“CN(@Y\@\@

(S)-2-(4-(1,1-
nudropnponun)bennn)-N-(4-(3-
(1-bennnsToKCH)IHPasHH-2-
un)denun)aneramMmn

npom. coen. 2
u
rpoM. coen. 72
Crmocob A

TH SIMP (300 MT 1,
JIMCO-ds) § 0,90 (t,J=7,2
T, 3H), 1,64 (d, /= 6,3 T,

3H), 2,16-2,25 (m, 2H),
3,75 (s, 2H), 6,25-6,29 (m,
1H), 7,27-7,35 (m, 4H),
7,39-7,48 (m, SH), 7,73 (d,
J=38,7Tu, 2H), 8,05-8,09
(m, 3H), 8,24 (s, 1H), 10,43
(s, 1H); XHAJI-MC (m/z)
488 (M+H)".

Tpume
p8l

N

; N

LT m{F
LN

N-(4-(3-(1-(2-
LHKJIONPOTHIDEHII)3TOKCH )~
rupasuH-2-mwin)denmn)-2-(4-(1,1-
nudropnpornun)deHuT)aneTaMmuT

TIpOM. coex. 2
"
npom. coexn. 73
Crocob A

TH SIMP (300 My,
JIMCO-ds) § 0,88-0,93 (m,
SH), 1,20-1,25 (m, 1H),
1,66 (d, J= 6,6 'y, 3H),
2,14-2,18 (m, 4H), 3,75 (s,
2H), 6,73-6,77 (m, 1H),
7,01-7,05 (m, 1H), 7,12-
7,16 (m, 2H), 7,32-7,36 (m,
2H), 7,45-7,49 (m, 3H),
7,75 (d, J=8,7 T, 2H),
8,08-8,14 (m, 3H), 8,22 (5,
IH), 10,42 (s, TH); XUAZ-
MC (m/z) 528 (M+H)".

TIpume
p82

H
% N
OH

2-(4-(1,1-nucprop-2-
ruapokcunponun)deri)-N-(4-
(3-(1-eHmnuuKIONPONIOKCH)-
NUPasuH-2-1n)peHn )aleTaMuI

ripoM. coex. 3
u
npom. coen. 74
Cnocod B

'H SIMP (300 MT 1,
JMCO-ds) 8 1,07 (d, J=
6,9 ', 3H), 1,39-1,46 (m,
4H), 3,74 (s, 2H), 4,03
(mmp.s, 1H), 5,51-5,55 (m,
1H), 7,17 (d, J=6,9 T,
2H), 7,25(d,/J=6,9Tm,
2H), 7,45 (s, 5H), 7,75 (d, J
=8,7 T, 2H), 8,03-8,08 (m,
3H), 8,26 (s, 1H), 10,44 (s,
1H); XUA-MC (m/z) 516
(M+H)™.

Ipume
p83

Cl H
S : N
NE\ m\&
(N

(R)-N-(4-(3-(1-(2-
XJI0p(hEHIIT)ITOKCH ) THPA3UH-2-
un)dennn)-2-(4-(1,1-
nuropnponun)penun)aneramMun

TIpOM. Coex. 2
"
npom. coen. 75
Criocob A

TH SIMP (300 M1,
JIMCO-ds) 8 0,90 (t, J= 7,2
'y, 3H), 1,64 (d, J=6,9 T,

3H), 2,18-2,23 (m, 2H),
3,75 (s, 2H), 6,47-6,51 (m,

1H), 7,29-7,32 (m, 3H),
7,45-7,49 (m, SH), 7,74 (d,
J=8,7Tu, 2H), 8,06-8,12
(m, 3H), 8,26 (s, 1H), 10,44
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(s, 1H); XUAJ-MC (m/z)
522 (M+H)".

A\ (e} N
) F
b F
N oH

Tipom. coex. 3

TH SAMP (300 Ml
IMCO-ds) 6 1,07 (d, J =
6,9, 3H), 1,64 (d, J= 6,3
T, 3H), 3,75 (s, 2H), 4,04
(uwmp.s, 1H), 5,52 (d, J=5,7

TIpume " Tu, 1H), 6,47-6,51 (m, 1H),
p84 N-(4-G-((R)-1-(2- npom. coen. 75 | 7,29-7,32 (m, 3H), 7,45 (s,
XAOPQEHIT)ITORCH)NHPA3HH-2- Crioco B 5H), 7,75 (d,J=8,7 Iy,
un)enun)-2-(4-(1,1-audrop-2- 2H), 8,06-8,12 (m, 3H),
CUPOKCHNPONI)PEHII)- 8,26 (s, 1H), 10,44 (s, 1H),
aueTaMua XUAJ-MC (m/z) 538
(M-+HY".
H MP (300 MIn,
JIMCO-ds) 8 0,90 (t,.J=7,2
CH? " T'u, 3H), 1,64 (d, /=63 T,
o N 3H), 2,12-2,27 (m, 2H),
e m@ m{; "p"M':oeu‘ 2| 375 (s, 2H), 6.466.52 (m,
p8S ; i npom. coex. 76 1H), 7.27-7,32 (m,
(S)-N-(4-(3-(1-(2- P g 3H),7,42-7,45 (m, 5H), 7,74
XJOPGhEHNIT)ITOKCH ) THPasHH-2- Cnocod A (d,J=57 T, 2H), 8 07-
nn)pern)-2-(4-(1,1- 8,12 (m, 3H), 8,26 (s, 1H),
nudropriponun)heHuT)aeTaMus 10,45 (s, 1H), XMUAJI-MC
(m/z) 520 (M-H)"
'H SIMP (300 MIn,
JIMCO-d5) 8 1,07 (d, J =
u/? H 6,3 T, 3H), 1,64 (d, /=69
?\/@N Y . Ty, 3H), 3,75 (5, 2H), 4,05
N'\jN F npom. coen. 3 | (wup.s, 1H), 5,52 (d, /=63
TIpume z OH u Ty, 1H), 6,47-6,51 (m, 1H),
p86 N-(4-G3-((5)-1-(2- npom. coen. 76 | 7,29-7,32 (m, 3H), 7,45 (s,
XJOPHEHNT)ITOKCH ) TUPa3HH-2- Cnocob B 5H), 7,75 (d, /= 9,0 T'w,
m)dennn)-2-(4-(1,1-mudrop-2- 2H), 8,07-8,12 (m, 3H),
THAPOKCHIIPOIIIT)DEHNMT)- 8,27 (s, 1H), 10,45 (s, 1H);
aleTaMus XUAJI-MC (mz) 538
(M+H)".
al B TH SIMP (300 MTn,
@O N JIMCO-ds) 5 1,89 (t, /= 17,2
NJ\(Q m& npom. coen. 2 | ', 3H), 2,16-2,21 (m, 2H),
TIpume LN n 3,75 (s, 2H), 7,28-7,35 (m,
p87 N-(4-(3-(2- npom. coen. 77 | 2H),7,43-7,47 (m, 5H), 7,62

XJIOP(EHOKCH ) TMpasuH-2-
un)dpennn)-2-(4-(1,1-
audropnponun)penn)aneramu

Cnocod A

(d,J=7.8Tu, 1H), 7,76 (d,
J=8,7Tu, 2H), 8,06-8,16
(m, 3H), 8,46 (s, 1H), 10,47
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(s, 1H); IDP-MC (m'z) 494
(MHH)",

"H SIMP (300 MI'u,
JIMCO-ds) 6 1,07 (d, J =
6,6 T, 3H), 1,62 (d, J= 6,3

T u I, 3H), 2,25 (s, 3H), 3,74
\\Nw K\@fF npow. coen 3 (s, 2H), 4,0:1 (wmp.s, 1H),
Tpie O 8 ., 5,52 (d, J=5,7 I, 1H),
b 88 NG 12109t npows, coeg, 78 | 4647 (m 11D, 7,10 @,
i ~ J=1728Tu, 1H), 7,27-7,34
MeTHIIDEHI)ITOKCH ) TUPA3HH-2- Croco6 B (m, 2H), 7.45 (s, 4H), 7,74
nm)bennn)-2-(4-(1,1-mudrop-2- (&,J= 9,0 T, 2H), 8,05-
THAPOKCHITPOITHI)peHu)- 8,11 (m, 3H), 8,24 (s, 1H),
auerami 10,44 (s, TH), XUAJI-MC
(mz) 553 (M+H)",
'H SIMP (300 MT 1,
NO JIMCO-ds) 8 0,89 (t,J = 7,2
/Kf\ " I, 3H), 2,11-2,19 (m, 2H),
o N 2,21 (s, 3H), 2,43 (s, 3H),
pue ”C(Q m\EF ”pOM':“H‘ 2| 573 (s 2H), 5,29 (s, 2H),
7,43-7,48 (m, 4H), 7,68 (d,
P89 | 2-(4-(1,1-nudropnponmn)benmn)- | TPOM. Co«iﬂ, 79 J=87 T, 2H), 7,95 (d, J =
N-(4-(3-((3,5-numeTnan30Kcason- Cnocod A 8,7 T, 2H), 8,19 (s, 1H),
4-VIT)METOKCH ) TMPa3UH-2- 8,31 (s, 1H), 10,40 (s, 1H);
un)eHn)ateraMmun HDP-MC (m/z) 493
(M+H)".
TH AMP (300 MT'w,
N-O JMCO-ds) 81,07 (d, J =
(S 57 Tu, 3H), 2,12 (s, 3H),
/>/\ H 2,21 (s, 3H), 2,84 (t, /= 6,3
9\(@'“ E T, 2H), 3,74 (s, 2H), 4,04
NPY g(\@:ﬁ TPOM. COSR 3|\ 6 TH), 448 (4, J = 6,3
TTpume N OH u A i
p90 2-(4-(1,1-mndprop-2- npom. coea. 80 T, 2H), 5,51 (@, /=6,0Tw,
; 1H), 7,44 (s, 4H), 7,69 (d, .J
ruapokcunponmn)pennn)-N-(4- Crioco6 B =84 T, 2H), 7,89 (d, J =
(3-(2-(3,5-aumerunu3okcason-4- 8,1 T, 2H), 8,14 (s, 1H),
WIT)9TOKCH ) IUPA3HH-2- 8,27 (s, 1H), 10,41 (s, 1H),
un)eHn)aleraMmun UDP-MC (m/z) 523
(MAHH)™.
'H SIMP (300 MI 1,
(P\CI H mpom. coen. 3 JIMCO-ds) $ 1,04 (d, J =
Hpume 0 N . n 6,3 T, 3H), 3,70 (s, 2H),
pol N@ 7‘3/\@:@: npom. coen. 81 | 4,00 (wup.s, 1H), 5,53 (s,
N OH

N-(3-G-(-

Cnocob B

2H), 7,36-7,42 (m, 6H),
7,50-7,54 (m, 2H), 7,66 (d,
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XJIOPOEH3IIT)OKCH)TUPA3UH-2-
un)dennn)-2-(4-(1,1-audrop-2-
FHAPOKCUIPONIT)(DEHIT)-
aueTaMuz

J=8,1 T, 2H), 8,00 (d, /=

8,4 T, 2H), 8,17 (s, 1H),
8,31 (s, 1H), 10,38 (s, 1H);
XUA-MC (m/z) 524
(M+H)*.

quL

s H

0 N

20
2N

mpoM. coex. 3

"H SIMP (300 MT 1,
JIMCO-ds) 5 1,07 (d, J =
6,0 T'n, 3H), 2,30 (s, 3H),
3,32 (s, 2H), 3,74 (s, 2H),

4,05 (mmp.s, 1H), 4,57
(wup.s, 2H), 5,52 (d, /=

IIpume 4
113392 2-(4-(1,1-nudrop-2- mpom. coer. 82 6.0I'n, 1H), 7,44 (s, 481),
ruapokcunponun)deHu)-N-(4- Croco6 B 7,67 (d, /= 8,4 T, 2H),
(3-(2-(4-meTmTHA301-5- 7,90 (d, J=8,4 'y, 2H),
WIT)TOKCH)ITHPA3UH-2- 8,14 (s, 1H), 8,28 (s, 1H),
un)peHun)aneTaMna 8,84 (s, 1H), 10,4} (s, 1H);
W3P-MC (m/z) 525
(M+H)".
TH SIMP (300 M,
TIMCO-de) 8 1,07 (d, J =
(P 6,6 T, 3H), 1,18-1,45 (m,
o R 6H), 1,72-1,82 (m, SH),
N)\(Q 70(\©IFF o coen. 3 3,73 (s, 2H), 4,06 (mmap.s,
TIpume N OH u 1H), 4,19 (d, /= 6,0 Ty,
93 N-(4-3- npon. coen, 83 | 20 549, /=60Tu,
(UMKJIOreKCHIIMETOKCH ) ITHPA3HH- Crioco6 B 1H), 7,44 (s, 4H), 7,71 (d, J
2-un)dennn)-2-(4-(1,1-nudrop-2- =9,0Tu, 2H), 8,02 (d, /=
THAPOKCHITPONHIT)(PEHN - 8,7y, 2H), 8,12 (m, 1H),
aleTamMus 8,26 (s, 1H), 10,39 (s, 1H);
HDP-MC (m/'z) 496
(M+H)".
'H SIMP (300 MI,
JIMCO-dg) 81,07 (d, J =
(P 5,7 T, 3H), 3,50-3,55 (m,
203 y 2H), 3,73 (s, 2H), 3,84-3,88
JN\(@N i npowe coen 3 | (M 2H). 4.05 (ups, 11D,
Tpive NS g/@:tF . 430-435 (m, 1H), 4,36 (s,
po4 N OF | npow coen, 84 | 2 47551 (. 1),

N-(4-(3-(3-(Gensunokcn)-
aseTuanH-1-mI)Hpasus-2-
un)dennn)-2-(4-(1,1-mudrop-2-
TUAPOKCHNPOTINIT)GEHIIT)-
areTamMuz

Crocot6 B

7,26-7,30 (m, SH), 7,45 (s,
4H), 7,53 (d, J=8,4T,
2H), 7,69 (d, J=8,4 ',
2H), 8,02 (s, 1H), 8,07 (s,
1H), 10,37 (s, 1H); FDP-

MC (m/z) 543 (M-HY.
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p 95

Ipume

H

NH AN
“@’@ F@f
z HO
2-(4-(1,1-nucrop-2-
ruapokcunponun)ennm)-N-(4-
(B-((($)-1-(2,4-mumernndenun)-
9T )aMHHO)IIMPa3HH-2-
wi)beHT)aneTaMu

TIpoM. coerl. 3
H

mpom. coexn. 63

Cnoco6 B

'H SIMP (300 My,
JIMCO-ds) 51,07 (d, J =
6,6 'y, 3H), 1,36 (d, J=6,9
T'y, 3H), 2,19 (s, 3H), 2,19
(s, 3H), 3,74 (s, 2H), 4,08
(mp.s, 1H), 5,23-5,27 (m,
1H), 5,48-5,52 (m, 1H),
6,20-6,24 (m, 1H), 6,89-
6,93 (m, 2H), 7,21-7,26 (m,
2H), 7,45 (s, 4H), 7,62 (d, J
=9,0 T, 2H), 7,74 (d, J =
7.2 T, 2H), 7,87 (s, 1H),
10,39 (s, 1H); XUAJ-MC
(m/z) 531 (M+H)".

p 96

[Tpume

o A
N
WP
F
NJ\/@ 3/\@\6
N
N-(4-(3-(4-
(LUMKIONPONaHKAPOOHMIT)-
UnepasuH- 1 -un)upasH-2-
um)bernn)-2-(4-(1,1-
mudropnponun)peHuT)aeTaMig

poM. coexn. 2
u
npom. coent. 49
Cnocob A

TH AMP (300 MI L,
JIMCO-~ds) § 0,66-0,76 (m,
4H), 0,90 (t,.J=7,2 T,
3H), 1,91-1,95 (m, 1H),
2,19-2,46 (m, 2H), 3,08-
3,12 (m, 4H), 3,48-3,52 (m,
2H), 3,65-3,72 (m, 2H),
3,74 (s, 2H), 7,47 (s, 4H),
7,73 (d,J = 8,4 Ty, 2H),
7,90 (d, J = 9,0 T, 2H),
8,15 (s, 1H), 8,20 (s, 1H),
10,39 (s, 1H).

H

npom. coen. 2

'H SIMP (300 MI'1,
JIMCO-ds) § 0,90 (t,J =172
T'm, 3H), 2,14-2,25 (m, 2H),

3,34-3,38 (m, 1H), 3,56-
3,61 (m, 1H), 3,74 (s, 2H),

TIpume N FF " 4,83 (uwmp.s, 1H), 5,52
p97 | 2-(4-(1,1-audpropnponmm)dennn)- | npom. coexn. 85 | (mup.s, 1H), 6,02 (d, J= 4,8
N-(4-(3-((2-rupgpoxcn-1- Crocob A T, 1H), 7,25-7,35 (m, 6H),
(heHUIID THII)aMHHO)TUPa3HH-2- 7,47 (s, 3H), 7,53 (d, /=87
wi)derun)aneraMmus Tu, 2H), 7,71 (d, J=38,7 Ty,
2H), 7,81 (s, 1H), 7,96 (s,
1H), 10,39 (s, 1H).
TH SIMP (300 MTw,
’ pow, coe 3 JIMCO-ds) 5 1,07 (d, J =
Tpie Lo N oH . 6,3 T, 3H), 1,59 (d, /= 6,3
@ Z)(\@Y\ T, 3H), 2,20 5, 3H), 2,34
p 98 N poM. coen. 86
(LN FF oot B (s, 3H), 3,56 (s, 1H), 3,74
2-(4-(1,1-murop-2- (s, 2H), 4,04 (ump s, 1H),
IHAPOKCHIPOIT)deHu)-N-(4- 5,50 (d, J=6,3 T, 1H),
(B-((R)-1-(2,4- 6,35(d, /=6,9Ty, 1H),
IIMMETIII(GEHIT )2 TOKCH)ITHPa3uH- 6,91-6,98 (m, 2H), 7,23 (d,
2-nm)dennn)aneramun J=178Tu, 1H), 7,45 (s,
4H), 7,73 (d,J=8,1T,
2H), 8,08 (d, /= 8,1 T,
2H), 8,22 (s, 1H), 10,41 (s,
1H).
TH AMP (300 MT 1,
JIMCO-ds) 8 0,90 (t, J=17,5
& T, 3H), 2,18-2,28 (m, 6H),
X 3,08-3,12 (m, 4H), 3,34-
[N] N o, coen, 2 | 344 (1), 3,73 (5, 2H)
K\O\E FEOR 439 (t,J=63 ', 2H),
TIpume N7 F u .
p 99 LN npom. coen. 87 4,50 (t, /=6,3 ', 2H),
2-(4-(1,1-gudropnponun)penun)- Crioco6 A 7,46-7,50 (m, 4H), 7,70 (d,
N-(4-(3-(4-(oxceran-3- J=87Tu, 2H), 7,85 (d, /=
WT)IUIepasuH-1-un)nupasun-2- 8,1 'y, 2H), 8,12 (s, 1H),
1) e HUT) are TAMUT 8,16 (s, 1H), 10,37 (s, 1H),
XUAJ-MC (m/z) 508
(M+H)".

[TpoBOAMIN CKPUHHUHT COCOUHEHHH, ONMMCAHHBIX B HACTOSIIEM H300pETEHHH, B OTHOIICHUH aKTHBHOCTH
moayisatopa ROR-ramma ¢ mpumenenneMm uccienoBanuss TR-FRET (LanthaScreen™, moctynHo B Invitrogen,
Carlsbad, CA) cormacHo ommcanmro JBC 2011, 286, 26: 22707-10; u Drug Metabolism and Disposition 2009,

37, 10: 2069-78.

(I)apMalconornqecxaﬁ AKTUBHOCTH
buonornyeckoe ncciaegoBanme
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HUccnenoanne TR-FRET ROR-ramma

HccrenoBanre 0CHOBaHO HAa TOM IMPHHITUIIE, YTO CBsi3bIBaHUE aroHncta ¢ ROR-raMMa BhI3BIBaeT M3MEHE-
HUEe KOH(GOpPMAIIMK BOKPYT CIIUpaK 12 B TUTaHI-CBA3BIBAIOIIEM JOMEHE, YTO TPUBOANT K yBEIMICHHIO ad(HrH-
HOCTH K KOaKTHBaTOpHOMY mentuay. [Ipm mocTtosHHOM momaep:kaHHH akTUBHOCTH ROR-ramma mpowmcxomut
PEKPYTHHT KOAKTHBAaTOPHOTO IenTuna ¢iayopecuenHa-D22, ncmonb3yeMoro B HCCIEIOBaHWH, B OTCYTCTBHE
muradga. CBsa3biBaHUE KOAKTHBATOPHOTO TMENTHA BhI3bBaeT yBenmdeHue curaana TR-FRET, npu aTom cBs3bI-
BaHUE AaHTArOHUCTA CHIKAET PEKPYTHHI KOAKTHBATOPHOTO MENTHAA, YTO MPUBOIUT K YMEHBIICHHIO CHUTHANA
TR-FRET mno cpaBHEeHHIO ¢ KOHTpOJIEM, TJIe€ HE UCTOJB3YIOT coenHeHue. MccnenoBanue mpoBOIUIN TP TO-
MOIIU ABYXCTaJUHHOTO CITOCO0a, BKITFOYAOIICTO CTaIUI0 MPEIBAPUTECIFHON HHKYOAIMH COBMECTHO C COCITUHE-
HHUEM H MOCIICIYIONIYIO CTAINIO ETCKTUPOBaHUs IpH 1o0aBieHnu MeueHHOTO TepoueM (Tb) anturena k GST u
MEYEHHBIX (IyopecienHoM GTOpo(OpOB B KAUESCTBE AKIICTITOPA.

Hccnenyemble coemMHeHNs WM COeIMHEHMs cpaBHeHHMs, Takue kak T0901317 (Calbiochem), pacTBopsiiu
B muMetmicynspokeune (AMCO) s momygenust 10,0 MM MaTOYHBIX pacTBOPOB M pa30aBIIsLIN JI0 JKEJIAEMOH
koHueHrpaiun. Koneunas xonnentpauns JJMCO B peakumonHol cMecu coctasisiia 4% (06./06.). Mccnenye-
MYI0 cMech Toiydanu myteM cMmerienns 10 HM medennoro GST smrana-cesssiBarormero gomeHa (LBD) ROR-
ramma B Oydepe ms nccnenoBanms, conepxamem 25 MM HEPES (pH 7,4), 100 MM NaCl, 5 MM DTT u 0,01%
BCA coBMECTHO ¢ COETMHEHUEM B JKeJTaeMOW KOHIICHTpAIIUN WK 0e3 Hero. PeakmmoHHyI0 cMech HHKYyOHpoBa-
mu mipu 22°C B Tedenne 1 4. Cramuio mpeaBapuTEIbHOW MHKYOAIMHU OOpBIBAIH ITyTeM M00aBICHUS NETCKTH-
pyromeli cmecu, conepkamieit 300 HM koakTuBaTOpHOTO TenTuaa duryopectienHa-D22 n 10 MM aHTHTENa K
GST, meuennoro Tb, mpousBoacTBa Lantha Screen, B peakimonnyio cmech. [lociie BCTpSIXUBaHUS B TE€UEHUE 5
MUH PEAKIIMOHHYIO CMECh JIOTIOJHUTEIBPHO HHKYOUPOBAIX B TEUCHUE | U TP KOMHATHOW TEMIIEpaType W aHa-
mazupoBany ipu 4°C Ha ananmuzarope Infinite F500 cornacno nHCTpyKIMsM, copepxammmcst B Habope (Invitro-
gen). AKTUBHOCTh HMCCJICyEMOT0 COCIUHCHHUS B KA4eCTBC MHTHOMTOPA BBIYMCISLIN HA OCHOBAHWW OTHOIICHUS
curHaiioB TR-FRET 520/495. AKTUBHOCTB BBIYUCIISUTH B MPOIEHTAX OTHOCUTEIHHO KOHTPOJIBHOM peakIMOHHON
cMmecu. 3HaueHUs [Csy BEIYMCISIN MO KPUBBIM 3aBUCHUMOCTH J[03a-OTBET IPH MMOMOINM aHAU3a HEIMHCHHON
perpeccuu ¢ mpuMeHeHneM porpaMMmHaoro obecnieuenust GraphPad Prism.

[Tomy4yeHHBIE COEAMHEHUS NCCIIEAOBANN TIPH MMOMOIIN OMMCAHHOTO BBIMIE CIIOC00a, Pe3yIbTaThl MPHUBEe-
HBI B Ta0s. 1. B Tabmuie nmpuBeaeHbl 3HAYCHUS WHTHOMPOBAHUS B MPOIEHTaX NpH KoHIeHTparusax 1,0 MkM u
10,0 MxM, a Taxxe omucanue [Csy (HM) 711 HEKOTOPBIX MIPUMEPOB. BbIIO MOKa3aHO, YTO COSAMHEHUS UMEIOT
1Cso Mmenee 500 HM, npeanouturensHo MeHee 100 HM, Gonee mpenmouTuTebHo MeHee 50 HM.

B Tabn. 1 mpusenens! 3Hauenus [Csy (HM), rme "A" otHOocuTcs K 3HadeHuto 1Cso Mmenee 50 aM; "B" oTHO-
curcsa Kk 3HadeHuto 1Csy B nuamnazone ot 50,01 mo 100,0 HM; "C" otHOcutcsa k 3HayeHusM 1Csy ot 100,01 mo
500,0 aM, u "D" otHOcHTCs K 3HaYeHUsAM 1Cs, 6o1ee 500 HM.
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Tabnuna 2. Pe3ynbTaThl CKpHHUHTA in-Vitro

Hurubuposanue, %
p s Y0,

Ne n/nn Ipumep npu Jnanazon ICso
1 MmxM 10 mxM
L. IIpumep 1 80,93 81,51 A
2. IIpumep 2 76,07 82,71 A
3. Ipumep 3 73,97 84,76 B
4. ITpumep 4 60,73 77,81 D
5. ITpumep 5 81,48 84,41 A
6. ITpumep 6 87,42 86,39 A
7. IIpumep 7 82,98 86,21 A
8. IIpumep 8 73,56 85,3 C
9. IIpumep 9 55,24 72,12 D
10. TIpumep 10 78,16 82,96 B
11. TIpumep 11 78,76 83,8 A
12. TIpumep 12 85,57 83,01 A
13. TIpumep 13 82,69 84,39 A
14. IIpumep 14 74,44 83,84 C
15. IIpumep 15 72,19 80,64 C
16. IIpumep 16 69,91 60,55 -
17. TIpumep 17 60,46 74,44 -
18. TIpumep 18 32,41 71,16 -
19. TIpnmep 19 42,16 48,79 -
20. TIprmep 20 65,47 78,01 -
21. TIpumep 21 37,41 38,32 -
22. IIpumep 22 46,68 56,2 -
23. IIpumep 23 36,56 68,59 -
24. IIpumep 24 61,61 83,62 -
25. IIpumep 25 18,89 59,74 -
26. IIpumep 26 71,91 79,57 C
27. TIprmep 27 78,57 83,46 A
28. TIpumep 28 73,7 71,57 C
29. TIpumep 29 77,07 79,83 A
30. TIpumep 30 81,32 82,48 A
31. TIpumep 31 77,74 81,65 A
32. IIpumep 32 15,29 65,07 -
33. IIpumep 33 27,32 75,76 -
34. IIpumep 34 57,91 66,83 -
35. TIpumep 35 72,19 73,32 C
36. TIpmmep 36 2,6 83 -
37. TIpumep 37 71,1 73,5 A
38. TIpumep 38 70,7 74,9 C
39. IIpumep 39 65,5 72,8 -
40. IIpumep 40 71,4 76,9 A
41. IIpumep 41 4,2 48,7 -
42. TIpnmep 42 51,9 76,1 -
43. TIpumep 43 12,21 33,58 -
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44. Tpumep 44 76,87 84,14 A
45. Ipumep 45 81,09 80,8 A
46. Tpumep 46 69,96 77,08 -
47. Ipumep 47 82,32 82,33 A
48. Ipumep 48 79,22 84,07 A
49. Ipumep 49 83,95 88,78 A
50. Tpumep 50 83,15 82,98 A
5L Ipumep 51 73,23 81,03 A
52. ITpumep 52 78,62 84 A
53. Ipumep 53 70,49 77,01 A
54. IIpumep 54 23,1 42,4 -
55. Ipumep 55 56,5 64,6 -
56. Ipumep 56 73,44 85,81 C
57. Ipumep 57 69,4 85,2 -
58. ITpumep 58 80,3 90,7 C
59. Tpumep 59 58,65 79,73 -
60. Ipumep 60 69,57 82,97 C
61. Tpumep 61 84,15 91,38 B
62. Ipumep 62 65,6 84,79 -
3. Ipumep 63 86,85 91,23 B
64. Ipumep 64 76,23 84,93 C
65. ITpumep 65 76,06 83,2 C
66. Ipumep 66 88,41 90,15 A
67. Tpumep 67 87,89 92,37 A
68. Ipumep 68 93,52 96,9 A
69. Ipumep 69 97,05 97,09 A
70. Ipumep 70 94,1 93,75 A
71. IIpumep 71 20,49 73,7 -
72. Ipumep 72 86,9 93,39 A
73. Ipumep 73 78,51 89,22 C
74. Tpumep 74 79,25 89,87 B
75. Ipumep 75 75,7 84,25 B
76. Ipumep 76 78,06 87,5 C
71. IIpumep 77 80,49 73,7 A
78. Tpumep 78 89,59 93,87 A
79. Ipumep 79 69,54 85,85 C
80. Ipumep 80 69,47 86,27 C
81. Tpumep 81 83,18 88,3 C
82. Ipumep 82 37,88 80,06 -
83. Tpumep 83 79,67 78,18 B
84. Ipumep 84 83,77 81,93 B
85. IIpumep 85 74,71 79,6 C
86. Ipumep 86 84,51 86,05 B
87. Ipumep 87 16,28 32,43 -
88. ITpumep 88 87,37 85,55 A
89. Tpumep 89 58,75 7457 -
90. Ipumep 90 90,71 93,86 A
91. TIpumep 91 79,34 82,61 A
92. Ipumep 92 83,54 88,04 B
93. Ipumep 93 86,56 94,07 C
94, IMpumep 94 15,85 45,59 -
95. Ipumep 95 93,66 95,43 A
96. TIpumep 96 47,68 77,2 -
97. Ipumep 97 22,5 46,22 -
98. Ipumep 98 89,55 89,01 A
99. [Mpumep 99 79,16 91,88 B

(--): HE onpexnensIU

OOPMVIIA U30BPETEHUA

1. Coenunenwue, BEIOpaHHOE U3

N-(4-(3-(4-xnopdennn)mupazun-2-wui)pernn)-2-(4-(1,1-mudroprponn) peHrn)ane TaMuIa;
N-(4-(3-(4-xnophennn)nupazun-2-mi)pennn)-2-(4-(1,1-gudTop-2-rugporcunponin) peHnn)aneTaMuaa;
N-(4-(3-(4-xnophennn)nupazun-2-mi)pennn)-2-(4-(1, 1 -nudpTop-2-MeToKCHITIIT ) eHIIT ) arieTaMH 3,
N-(4-(3-(3-xnophennn)nupazun-2-mn)pennn)-2-(4-(1,1-gudTop-2-rugporcunponin) peHnn)aneTaMuaa;
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N-(4-(3-(2-xnoppennn)nupazun-2-mi)penmn)-2-(4-(1, 1 -nudropnponw)henun)aneramuia;
N-(4-(3-(4-x10p-2-Ppropdpenmn)nupazun-2-un)denmn)-2-(4-(1,1-mudropnpomnin)penrn)aneraMuia;
N-(4-(3-(4-xnmoppennn)mupuanH-2-un) perwn)-2-(4-(1, 1 -qudTopnponur)heHnn)arneTaMuIa;
2-(4-(1,1-mucrop-2-ruapoxcunponin)hennn)-N-(4-(3-(4-bTopdenmn)mupasuH-2-mi)heHuT)aeTaMuIa;
2-(4-(1,1-mucprop-2-ruapoxcunpornin)hernn)-N-(4-(3-(3,4-mudTopdennn)mupa3suH-2-mi)heHu )areTa-
MHIA;
N-(4-(3-(2,4-mudropdhennn)mupasui-2-un)hennn)-2-(4-(1,1-mudroprpornmn)peHun)aneramuia;
2-(4-(1,1-muproprpormn) permn)-N-(4-(3-(2-brophermn) mupa3un-2-ui ) heHIT )are TaMH 1A,
2-(4-(1,1-mmudropnpornwur)penun)-N-(4-(3-(4-(Tpudropmeriun)peHun) mupaszuH-2-11) heHUIT )alieTaMuAa;
2-(4-(1,1-mmudropnporwur)denun)-N-(4-(3-(n-Tomywn)nupaznH-2-mi)peHu )aleTaMu1a;
2-(4-(1,1-mudropnporwur)penun)-N-(4-(3-(4-propdennn) mupuanH-2-m)peHu)aneTaMmia;
2-(4-(1,1-mudropnporwur)penun)-N-(4-(3-pernnnupasun-2 -t )peHrn)aneraMuia;
N-(4-(3-(4-umanopennn)nupazus-2-mi)penun)-2-(4-(1,1-nudropnpomnmn)penmn)anerammia;
2-(4-(1,1-mmudropnporwur)pennn)-N-(4-(3-(mupuanH-4-nn)nupasuH-2-mwin)peHn)aneTaMu1a;
2-(4-(1,1-mucrop-2-ruapoxcunpornin)hernn)-N-(4-(3-(4,4-mudTopnunepuaut- 1 -wm)nupa3uH-2-ui ) de-
HUIT)alleTaMHIa;
2-(4-(1,1-mucrop-2-ruapoxcunpornun)hernn )-N-(4-(3-mopdhommHonrpasuH-2-1i Qe HIT )arle TAMHIA;
2-(4-(1,1-mucroprpormn) permn)-N-(4-(5-(4-bropdpenmn)-3-metwmn- 1 H-mupazon- 1 -m)dhennn)aneramuia;
N-(4-(1-(tpeT-6yTIn)-5-(4-bropdennn)- 1 H-mupazon-4-un)pernn)-2-(4-(1,1-qudropnponwn)deHun)arie-
TaMUJa;
N-(4-(1-(tpet-0ytnmn)-5-(4-propdennn)-1 H-nupazon-4-ni)pennn)-2-(4-(1,1-audTop-2-rugporcurpo-
AT (pCHIIT )alle TAMU 1A,
2-(4-(1,1-mmdropnporur)penun)-N-(4-(3-(1-metnn-1 H-nupazon-4-nn)nupa3un-2-mi)peHnn)aneTaMuia;
N-(4-(3-(4-auerunnunepasu- 1 -uin)nupasun-2-ui)pennn)-2-(4-(1,1-audroprnpomnmn)dpeHnn)aneTaMuia;
2-(4-(1,1-mudropnpormur)penwn)-N-(4-(3-(1-mMeTun-6-okco-1,6-AUrUAPOTUPUITIH-3 - 1T ) TUPA3UH-2 -1 ) e-
HUIT)alleTaMHIa;
N-(4-(3-(4-xnmopdennn)mupazun-2-ui)-2-propdernn)-2-(4-(1, 1 -qudroprpornun ) eHmn)areTaMmuIa;
2-(4-(1,1-mucroprpormn ) permn)-N-(4-(3-(4-meTokcup eHT ) TUpa3uH-2-1T)eHUIT )alle TAMHU1a;
2-(4-(1,1-mucproprpormn) permn)-N-(4-(5-(4-bropdernn)-3-(tpudTopmeTin)- | H-mupazomn-1-wmm)de-
HUIT)alleTaMHIa;
N-(4-(5-(2-xnopdennn)-3-(tpudTopmeTin)- | H-mupazon- 1 -mm)penmn)-2-(4-(1, 1 -mudroprpornmn)de-
HWJI)alleTaMHa;
N-(4-(3-(2-xnophennn)nupuann-2-ui)pennn)-2-(4-(1, 1 -qudropnponmn)peHnn)aneTaMuia;
2-(4-(1,1-mmudropnporwur)denun)-N-(4-(3-(o-Tomywn)nupaznH-2-mi)peHu )aleTaMuia;
2-(4-(1,1-mudropnpornwur)penun)-N-(4-(3-(4-MeTrnnunepasut- 1 -nia)nupasuH-2-mi) peHn )aneTaMuIa;
2-(4-(1,1-mudropnpormr)pennn)-N-(4-(3-(4-sTunnunepasus- 1 -uin) mupasus-2 -1in) heHuIT )alieTaMuaa;
N-(4-(2-(4-xnopennn)nupuann-3-wi)pennn)-2-(4-(1, 1 -qudropnponmn)peHnn)aneTaMuia;
N-(4-(4-(4-xnmoppernn)mupuana-3-un) perwn)-2-(4-(1, 1 -qudTopnponu)heHn)areTaMuIa;
2-(4-(1,1-mucproprpormn)permn)-N-(4-(3-((2S,6R)-2,6-mumeTrIMOp P OIHHO )THpa3uH-2 -1 ) PeHIT )atie-
TaMUJa;
N-(4-(3-(2-xnopdennn)mupaszun-2-uin)pernn)-2-(4-(1,1-mudTop-2-ruapoxcurporvi ) peHm )areTaMua,;
N-(4-(5-(2,4-muxmopdennn)-3-metun- 1 H-mupazon-1-wn)pennn)-2-(4-(1, 1 -mudroprpomnwn)pennn )amera-
MU,
N-(4-(3-(2-x10p-4-Ppropdpenmn)nupaznn-2-mn)penun)-2-(4-(1,1-mudrop-2-ruapoxcunponm)peHun)are-
TaMUJa;
2-(4-(1,1-mmudTop-2-runpoxcunpornmn)pennn)-N-(4-(3-(2-atundenmn)nupaznH-2-mi)GpeHu ) ane TaMua;
2-(4-(1,1-mmudropnporwur)pennn)-N-(4-(3-(4-(2-MeToKcHITHIT) THNIEpa3HH- | -1iT)THpa3uH-2-1i1) peHn)are-
TaMUJIa;
N-(4-(3-(4-aneTmi-2-mMetunmunepasut- 1 -wn)nmupasud-2-mi) hennn)-2-(4-(1,1-nudroprpormn ) e )are-
TaMUJa;
2-(4-(1,1-mucroprpormn ) permn)-N-(4-(3-(mupuMuIuH-5 -1 TUpa3uH-2-11 ) SHIIT )alle TAaMH 1A,
2-(4-(1,1-muroprpormn ) permn)-N-(4-(3-(4-brop-2-Me T eHIIT ) TUpa3uH-2 -1 ) SHIIT ) alle TAMH 1A,
N-(4-(3-(2-xnop-4-dpropdennn)nupazun-2-un)penwn)-2-(4-(1, 1 -audroprpornun)peHmn)aneTaMmuIa;
N-(4-(3-(4-xnmoppernn)mupuanna-4-un ) perwn)-2-(4-(1, 1 -qudTopnponur)heHnn)aneTaMuIa;
2-(4-(1,1-mudropnporwur)pennn)-N-(4-(3-(2,4-mumeTrndeHmn) mupaznH-2-mi)GpeHu )ane TaMu1a;
2-(4-(1,1-mmdropnpormur)pennn)-N-(4-(3-(2-prop-4-meTnndennn)nupasus-2-1i) G eHIIT)alle TaMU1a;
N-(4-(1-(2-x10p-4-Ppropdenmn)-6-okco-1,6-murunaponupumMuant-2-min)penun)-2-(4-(1,1-mudropnpo-
AT (pCHIIT )alIe TAMU 1A,
N-(4-(3-(2,4-nuxnopdenmn)nupasun-2-ui)pernn)-2-(4-(1,1-mud ropnponmi)pernn)aneraMnia;
2-(4-(1,1-mudTop-2-runpoxcunponmi)penmn)-N-(4-(3-(2,4-tumeTrndeHmn) nupa3nH-2-mi)de-
HUIT)alleTaMHIa;
(S)-2-(4-(1,1-mucprop-2-ruapoxcunporiu)hennn)-N-(4-(3-(2-atundeHmn) nupa3sud-2-wmi) heHu)are-
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TaMUJa;

(R)-2-(4-(1,1-mucprop-2-ruppokcunponmi)perni)-N-(4-(3-(2-atnndennn) mupasun-2-ui) peHnn)are-
TaMUJa;

N-(4-(3-(4-(1xonporiankapOOHWIT )TATIepa3uH- 1 -wur)mupasuH-2-wn) permn)-2-(4-(1, 1 -mudTop-2-
TUAPOKCUTIPOTTIIT)(hSHUIT )alle TaMHUIa,

N-(4-(3-((4-xnopdennn)(MeTrIT)aMUHO )Tupa3suH-2 -1 ) pernn)-2-(4-(1,1-mud Toprpornn ) Germn )are-
TaMUJa;

N-(4-(3-(6enzmn(meTmin)aMuHO )TupasuH-2-wmi)dpernn)-2-(4-(1,1-mudroprpomnn)pernn)ameraMua,;

N-(4-(3-(6en3nnamuHo )tupazuH-2-mi)penun)-2-(4-(1,1-mudropnpornwu)penun)anerammia;

2-(4-(1,1-mudropnporwur)penun)-N-(4-(3-((1-beHnnTHI)aMUHO )TUpa3HH-2-1T)(eHIIT )alleTaM K 113,

(R)-2-(4-(1,1-mucproprpormi) pernin)-N-(4-(3-((1-penuns i) amuno )iupasuH-2 -1i1) G eHIIT )alle TaM U 1a;

(R)-2-(4-(1,1-mucproppormin) pernin)-N-(4-(3-(metnn( 1 -penunaTrin) aMuHo )iupasuH-2 -1 ) peHun)are-
TaMUJa;

(S)-2-(4-(1,1-gudroprpormr)pern)-N-(4-(3-((1-heHnTaTIIT)aMIHO ) Ipa3HH-2 -11) e HIIT )alle TAM U /13,

(S)-2-(4-(1,1-muproprporwn) perrr)-N-(4-(3-(metmn( 1 -peHUII THIT ) aMITHO ) TP a3HH-2-11 ) peHIIT )atie-
TaMUJa;

(S)-N-(4-(3-((1-(4-xn0pheHMIT)ITHIT ) aMIHO )ITHpa3uH-2-1i ) peHwn)-2-(4-(1, 1 -qudTopnpomnn)henni)are-
TaMUJa;

(S)-N-(4-(3-((1-(3-x0p P EHMIT)ITHIT ) aMIHO )TTHpa3uH-2-1i ) peHrn)-2-(4-(1, 1 -qudTopnponn)dhenni)are-
TaMUJa;

(S)-N-(4-(3-((1-(4-xnoppennn)aTrn)(MeTHIT)aMUHO )i pazuH-2-mi)penun)-2-(4-(1, 1 -nudropnpornmn) de-
HUJI)alleTaMHIa;

(S)-N-(4-(3-((1-(2-xnoppennn)aTrir)aMuHo )iupaszut-2-min)enun)-2-(4-(1,1-mudropnponmn) hennn)are-
TaMUJIa;

(S)-2-(4-(1,1-gudronporur)penmn)-N-(4-(3-((1-(4-rop-2-meTnin eHIIT ) THIT)aMUHO )T pa3uH-2-1i) e-
HUIT)alleTaMHIa;

N-(4-(3-(((S)-1-(2-xmopdhennn )3Trin)aMuHO )riupasuH-2-ui) pernn)-2-(4-(1,1-mudrop-2-ruaporcunpo-
mvT)heHmIT ) areTaMua;

(S)-2-(4-(1,1-mucproprpormn ) perr)-N-(4-(3-((1-(2,4-mume TrIIH €HUIT ) THIT ) aMUHO ) TUpa3uH-2- 1) he-
HUT)alleTaMHIa;

(S)-N-(4-(3-((1-(2-x10p-4-dTOpDHEeHMIT)ITHIT )JaMUHO )T pa3uH-2 -1 peHwn)-2-(4-(1, 1 -mud Toprpormn) de-
HUJI)alleTaMHIa;

N-(4-(3-((IMKIOreKCHIMETHIT ) aMHHO ) THpa3HH-2-1i) pernn)-2-(4-(1,1-qudrop-2-ruapokcunpon) pe-
HUJI)alleTaMHIa;

N-(4-(3-(((S)-1-(4-xmopdeHun )3 Tiia)aMHHO )i pa3uH-2-nin) permn)-2-(4-(1, 1 -nudTop-2-rugporcunpo-
AT (pCHIIT )alleTAMU 1A,

N-(4-(3-(((S)-1-(2-xmopdenun)3Tia)aMIHO )IUpa3uH-2-1i1)-2-propdenin)-2-(4-(1,1-nudrop-2-rugpoxcu-
npori)peHnn)aneraMua;

N-(4-(3-(((S)-1-(2-xmopdhennn )3Trin)aMuHO )iiupasuH-2-ui)-3-proppernn)-2-(4-(1,1-mudTop-2-ruapokcu-
npori)peHnn )aneraMua;

N-(4-(3-(6enzmnokcn)mupasun-2-un)permn)-2-(4-(1, 1 -qud Topnponun)peHnn)aneTaMmuaa;

2-(4-(1,1-mucproprpormn ) permn)-N-(4-(3-(1-heHnmaToken ) mupa3uH-2-wi1 ) PeHIT )alle TAMHIA;

N-(4-(3-((2-xnop-4-dpTopoben3nn)okcn)nmupasus-2 -mi) herun)-2-(4-(1,1-mudropnponmn) ennn)are-
TaMUJa;

N-(4-(3-(6en3mnoxcn)nupasun-2-min)denmn)-2-(4-(1,1-mudrop-2-runpokcunponiun )G eHrn)areraMuaa;

(R)-2-(4-(1,1-mucpropriponmin) pernin)-N-(4-(3-(1-dpeHnmmTokcH ) mupa3uH-2-1) e HIT)ae TaMu1a;

(S)-2-(4-(1,1-gudproprpommn)penni)-N-(4-3-(1-heHnmsToken ) mupasun-2-uin) heHuT )alie TaMuAa;

N-(4-(3-(1-(2-muxronponuideHrT )3 TOKCH ) Iupa3uH-2-1i) pernn)-2-(4-(1, 1 -qudToprpormn)dpennn)are-
TaMUJa;

2-(4-(1,1-mucprop-2-ruapoxcunporin)herni )-N-(4-(3-(1-peHmIHUKIONPONOKCH )TUpa3uH-2 -1 dhe-
HUIT)alleTaMHIa;

(R)-N-(4-(3-(1-(2-xmopdennn)3Tokcn ) mupasun-2-un ) perun )-2-(4-(1, 1 -qudTopnponw)heHunn)areTaMuia;

N-(4-(3-((R)-1-(2-xn0opdenmn)sTokcn ) mupasud-2-mwi)dpennn)-2-(4-(1,1-mudrop-2-ruapoxcunponi)dpe-
HUIT)alleTaMHIa;

(S)-N-(4-(3-(1-(2-xnopdenun)sTokcn)nupasun-2-ui)pernn)-2-(4-(1,1-audroprnponni)peHnn)aneTaMuia;

N-(4-(3-((S)-1-(2-xn0pdennn)aTokcn ) nnpasun-2-min)penun)-2-(4-(1,1-mudrop-2-ruapokcunponun) de-
HUJIT)alleTaMHIa;

N-(4-(3-(2-xnophenokcn)nupazus-2-mi)pennn)-2-(4-(1, 1 -nudropnpornwn)peHun)aneraMmuia;

N-(4-(3-((R)-1-(2-x10p-4-MeTHIDEHMIT )3 TOKCH ) TUpa3uH-2 -1i) pernn)-2-(4-(1,1-qudrop-2-ruapokcunpo-
AT (pCHIT )alle TAMU 1A,

2-(4-(1,1-mucroprpormn ) permn)-N-(4-(3-((3,5-TuMe THITN30KCca3071-4 -1 )METOKCH ) T pa3uH-2- 1) he-
HUJT)alleTaMHIa;
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2-(4-(1,1-mmudrop-2-runpoxcurnponun)pennn)-N-(4-(3-(2-(3,5-aume TIN30Kca30i1-4 -1i1)ITOKCH ) T pa3uH-
2-n)(heHun)amneTaMuIa;

N-(4-(3-((2-xnop6en3mn)okcH )upazuH-2-ui) pernn )-2-(4-(1,1-qudrop-2-ruaporcumnponin ) e Hnm are-
TaMHZA;

2-(4-(1,1-mucrop-2-ruapoxcumporin)perni )-N-(4-(3-(2-(4-MeTHUITHA30II-5-H1IT)3TOKCH ) TUPaA3HH-2 -
nin)(peHn )arneTaMua;

N-(4-(3-(IIKIOTeKCUIIMETOKCH ) TUpa3uH-2 -1 ) peHm)-2-(4-(1, 1 -mudTop-2 -TuapOKCHITPOTTHN ) e HILT )atie-
TaMHZA;

N-(4-(3-(3-(6en3nnokcu)azeTuant- 1 -mn)nupazud-2-un)penun)-2-(4-(1,1-mudrop-2-rugpoxcunpomnun)de-
HUJI)alleTaMHIa;

2-(4-(1,1-mmudrop-2-runpoxcunponun)pennn)-N-(4-(3-(((S)-1-(2,4-aumeTnnd e Hu )3 THIT)aMHHO ) T pa3HH-
2-ni)(heHun)amneTaMuIa;

N-(4-(3-(4-(uuxronponankapOOHUI ) THNepa3ut- 1 -mn)nupaszus-2-mn) pernn)-2-(4-(1,1-mudropnponmn) pe-
HUJIT)alleTaMHIa;

2-(4-(1,1-mucroprpormn ) permn)-N-(4-(3-((2-ruapokcu- | -peHIIITHIT ) aMIHO )TUpa3UH-2 -HJT ) pSHIIT )atie-
TaMHAA;

2-(4-(1,1-mucprop-2-ruapoxcunponin)pernn)-N-(4-(3-((R)-1-(2,4-mume T eHIIT)ITOKCH ) TUpa3uH-2 -
nin)eHnn)amneraMuaa win

2-(4-(1,1-muroprpormn)permn)-N-(4-(3-(4-(okceTan-3-wn)nunepasuH- | -ui)mupa3uH-2 -1 ) heHn are-

TaMHIa U
ero (hapManeBTHIECKH TPUEMIIEMOH COH.
2. CoenuHenue HopMyIIbl
D A
o8
F
Ln HO
WK €T0 CTePeor30Mep MK (hapMareBTUIECKHU MPUEMIIeMast COJIb.
3. Coengunaenne HOpMyITbI
O
o
F
N HO!
WM ero GapMareBTUIECKH pUeMiIeMast CoJlb.

4. COGI(I/IHGHI/IG (bOpMyJ‘ILI
X 47‘/\%
II\;N o)

WK ero (papMareBTUIECKU IpUeMiieMast CoJb.

5. ®apmareBTHUecKas KOMIO3HUIUS ISl JICUCHUS 3a00JIeBaHuUs, HAPYIICHUS WM CHHIPOMA, OTIOCPEIOBaH-
Horo RORyt, comepxamas coeauHeHre Mo J00oMy U3 mi.1-4 U dapMareBTHIECKH MPHUEMIIEMOE BCTIOMOTa-
TEJBHOE BEIIECTBO.

6. @apmarneBTHUECKass KOMITO3UIIHA 110 I1.5, OTIMYAOMIascs TeM, YTO yKa3aHHOe (papMareBTHUECKH IpH-
eMJIEMO€ BCIIOMOTATEIIFHOE BEIECTBO MPEICTABIAET COO0M HOCUTEND HITH pa30aBUTEIb.

7. Crioco0 nedeHus 3abo0ieBaHusI, HApYIICHHs, CHHAPOMA MM COCTOSHHUSA, omocpemoBaHHoro RORyt, y
cyOBeKTa, BKIIOYAIONINIA BBeIeHHE CYOBheKTY 3(h(HEKTHBHOTO KOJTMYECTBA COCTUHEHUS TI0 JTF0O0MY M3 miT. 1 -4.

8. Crocob seueHus 3a00NeBaHMsI, HAPYIICHUS, CHHIPOMA WM COCTOSIHUS, BEIOPAHHOTO W3 TPYIIIEL, CO-
CTOsAIICH U3 PEBMATOUIHOTO apTPUTA, MCOPHAa3a, aTOMHYECKOTO JEPMATHTA, XPOHHYCCKOW OOCTPYKTHBHOM 00-
ne3nu yerkux (XOBJI), acTMbl, OpoHXOCHa3Ma, Kallllsl, PACCESTHHOTO CKJIEP03a, KOJHTA, A3BEHHOI'O KOJHTA W
BOCTIAIMTEIEHOW OOJIC3HM KHUINCYHUKA, BKIFOYAIONIMKA BBeIcHHE A((EKTUBHOTO KOJMYECTBA COCAMHCHHS II0
mro0oMy u3 . 1-4.

9. Cnoco0 1o 1.8, OTIMYAONIUIICS TeM, YTO yKa3aHHOE 3a00JICBaHUE, HAPYIICHUE, CHHAPOM WA COCTOS-
HHUE TPENCTaBIET COO0W XPOHMUIECKYIO OOCTPYKTHBHYIO 0ome3Hb Jerkux (XOBJI), actmy, OpoHXocmasM win
KaIleb.

10. Crioco6 1o 1.8, oTIMYaronuiicst TeM, 4TO yKazaHHOE 3a00JIeBaHNe, HapyIIeHUe, CHHIPOM HIIH COCTOSI-
HUE TPEICTABIIAECT COO0M aTOMMYECKHI JEPMATHUT WIIH TICOpHA3.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB

Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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