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OIIMCAHHUE U30BPETEHHUSA
2420-577244EA/081
COEJUHEHMUA HHAOJIA B KAYECTBE MOAYJATOPOB AH/JIPOI'EHOBBIX
PEIEIITOPOB

POJACTBEHHBIE 3ASIBKH

B nanHOM noOKyMeHTe 3asBiIeH INpUOpUTET Mo mpenBaputenbHol 3asBke CIITA Ne
63/054191, mnomannoit 20 wurons 2020 r.; npeasaputenvHou 3asiBke CIIA Ne 63/113014;
nonanHoit 12 HosiOpst 2020 r.; u npensapurenabHoil 3asBke CIIIA Ne 63/164820, nonanHoit 23
MapTa 2021 r.; moaHOE coaepsKaHue KOTOPBIX BKJIIOUEHO B JAHHBIN TOKYMEHT.

YPOBEHb TEXHUKHU

Pax npencraTenbHON keJe3bl SIBISAETCA BTOPOH OCHOBHOWM NMPUYHUHOMN CBS3AHHOM C PAKOM
JIETATBbHOCTH CPEAM MYJKCKOTo HaceyeHHusl B 3amanHbix crpaHax (Damber, J. E. and Aus, G.
Lancet (2008) 371:1710-1721). MHOTOYHUCIEHHbIE UCCIIEAOBAHMSI TIOKA3aJIH, YTO aHIPOTEHOBBIM
peuentop (AR, or anrn. «androgen receptory») sIBISI€TCS KPUTUYECKH BAKHBIM HE TOJIBKO JJIS
Pa3BUTHS paka NMPEACTATENIbHOHW JKeNle3bl, HO TaK)Ke Ul MPOrpecCUpOBaHMs 3a00NeBaHUS 10
KacTparioHHO-pesucterTHoro cocrosiHus (Taplin, M. E. et al. J. Clin. Oncol. (2003) 21:2673-8;
u Tilley, W. D. et al. Cancer Res. (1994) 54:4096-4102). Takum obpaszoMm, 3¢dexTuBHOE
uHruouposanue AR uenoBeka ocraercs omHMM M3 HamOosee 3(PQPeKTHBHBIX TEPAEBTUYECKUX
MIOZIXO/IOB K JIEYEHHUIO PAaCIPOCTPAHEHHOI'O, METACTATUYECKOI0 paka IMPeiCTaTeIbHOMN JKee3bl.

bonesnp Kennenu nmu cnimHoOynbOapHas mbimednas arpopus (CBMA) npencrasisier
co0Ol X-CLEIUIEHHOEe peleCCUBHOE 3a00JeBaHNE JBUraTEJbHBIX HEHPOHOB, BO3HUKAIOIIEE B
pe3yJibTaTe HapyLIEeHWH Mepenayd CUIHAJOB HEPBHBIX KJETOK B CTBOJIE I'OJIOBHOTO MO3ra U
CIIMHHOM Mo3sre. HapyineHwus, CBsi3aHHbIE C JBUTATEJIbHBIMH HEWPOHAMH, SBIISIFOTCS OoJjee
3aMETHBIMH N0 CpPAaBHEHUIO C JPYTUMH KJIETKAMH H3-3a OOJBINEr0 YHCJIa AHIPOTrE€HOBBIX
peLenTopoB, HaXOSIIIUXCSl B HEPBHBIX KieTKax. HepBHblE KJIETKH y MalyeHTa ¢ OOJIe3HbIO
KeHHenn MOCTENEHHO CTAHOBSTCS Bce Oosiee MUCPYHKLUMOHAIBHBIMH M B KOHEYHOM HTOTE
NOTHOAIOT, OCTABJISISE MBIIILBI HECTOCOOHBIMU K COKPAIEHUIO, YTO TMPUBOIUT K aTPOGUU MBILII
10 BCEMY Tejly, HO HauboJyiee 3TO 3aMETHO B CJIy4ae KOHEUHOCTeH, suna u ropia. Cuuraercs,
YTO CBsI3bIBaHHE TeCTOCTepoHa ¢ AR BbI3bIBaeT 3TO 3a0oneBanue. B Hactosee BpeMs He
cyuiecTByeT JiedeHus 6onesnn Kennenu.

KPATKOE OITIUCAHUE CYIIHOCTH U30OBPETEHUS

B naHHOM MOKYMEHTE MpPEeIIOKEHBI COEAWHEHHs], KOTOPblE MOAYJIHPYIOT aKTHBHOCTb
annporenosoro peuenropa (AR). B wacTHOCTH, ONHMCaHHBIE B TaHHOM JAOKYMEHTE COEIUHEHHSI
IEMOHCTPHUPYIOT HHIHOMPOBaHUE CBSI3BbIBAIOLIEH (DYHKIIMH aHIporeHoBoro penenropa 3 (BF3).

B OI[HOM aCTeKTe B JAHHOM JIOKYMEHTE MPeNJIoKeHO coenunenne Gpopmyisi I:
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W ero (papMareBTHIeCKH PHEMIIEMYIO COJIb.
B npyrom BapmaHTe ocylnecTBiieHusi coenuHeHue ¢opmynel [ mpencrasnsier coOoii

coennaenne Gopmyder I11:
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(R,

B npyrom BapuaHTe oOcyllecTBieHusl coenuHeHue ¢Gopmynel 1 mpeacrasisier coOoi

coenuHenune Gopmyisr [V:
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WU ero (papMareBTUYeCKH PHEMIIEMYIO COJIb.
B npyrom BapmaHTe OCylecTBiieHusl coenuHeHue ¢opmynel [ mpeacrasnser coboii

coenuHeHue Gopmybl V:
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V)
W ero (papMareBTUIeCKU IPHEMIIEMYIO COJb.

B ogHOM acrniekTe B JaHHOM JOKYMEHTE MPeIJIOkKEHO coennHeHne Gopmysr X:
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WM er0 (papMaleBTHYECKU IPUEMIIEMYIO COJIb.
B ongHOM BapuwaHTe OCyIIeCTBJIeHHs] coeauHeHue (HopMysibl X MPencTaBiseT CoOoi

coenurenue popmyiner VII:

(R?}‘I-z NH R3

(VID)
WK ero (hapMaLeBTHUECKU PUEMIIEMYIO COJIb.
B ongHOM BapmaHTe OCYIIECTBIICHHs] coeauHEeHHe (HopMyiibl X MPEncTaBisieT COOOH

coenuuenue Gopmysr VII:
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WM ero (papMaleBTHYECKU IPUEMIIEMYIO COJIb.

B npyrom BapuwaHTe ocCyuiecTBieHHs coeauHeHue (Gopmynbl X mpeacraBisier coOoi

coennrenue popmyner VIII:
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WK ero (papMaLeBTHUECKH TPUEMIIEMYIO COJIb.

B npyrom acmekre B JaHHOM JOKYMEHTE MpeIoKeHa (papManeBTUIecKast KOMITO3ULIHS,
conepskamasi coenruHeHue Gopmyibl | 1 papMaeBTHUECKN IPUEMIIEMbIH HOCUTEJTb.

B ngpyrom acmekre B < JaHHOM JOKYMEHTE TMPEIJIOKEH CIOCO0  JIeUeHHs
HEMpOJEereHEpPaTHBHOIO PACCTPOMCTBA Y HYXKIAIOINErocss B 3TOM CYOBEKTa, BKIFOYAIOLIHIA
BBEICHNE CYOBEKTY TepaneBTHUeCKH 3 (HEKTUBHOrO KOIUYeCTBA COeNnHEHHsT (opMyJibl .

B onmHOM BapumaHTe OCYLIECTBIIEHHsSI CHOCOOOB HEHpOIEreHepaTUBHOE PacCTPOHCTBO

npeacTasisieT codol crmHoOyIp0apHyto MeleuHyto arpoduo (CBMA).



B npyrom acmekre B TaHHOM JOKYMEHTE NPEMJIOKEH CIOCO0 MOAYJSIIMUA aKTHBHOCTH
aHnporenosoro peuentopa (AR) y Hyxparomerocss B 3ToM CyOBeKTa, BKIFOYAKOLINI BBEJEHUE
CyOBeKTy TeparneBTHYecKd 3)(PEeKTUBHOrO KoIudecTBa coenrHeHus Gpopmysl I

MNOJAPOBHOE OINMCAHUE CYIIHOCTHU U30BPETEHUA

AHZIpOTeHBI UTPAIOT POJIb B HIMPOKOM CIEKTPE CBA3aHHBIX C pa3BUTHEM U (pusHoIorueit
OTBETOB, HalpUMep, MYXCKOH moJjioBol nuddepeHupoBke, MOaAEp)KaHUN CIepMaTOreHe3a 1
My»KCcKoW peryssiunu roHamorponuHa (Ross, R. K., et al., Eur. Urol. 35, 355-361 (1999);
Thomson, A. A., Reproduction 121, 187-195 (2001); Tanji, N., et al., Arch. Androl. 47, 1-7
(2001)). AHOporeHbl TakXe CBsI3aHbl C Pa3BUTHEM KapLHMHOTEHE3a MPEACTATEeIbHOW JKEJe3bl.
WHaykuust KapuHOTeHe3a MPeACcTaTeNbHON JKejle3bl B MOAENSIX Ha IpbI3yHaX Oblia CBsI3aHA C
annporeHamu (R. L. Noble, Cancer Res. 37, 1929-1933 (1977); R. L. Noble, Oncology 34, 138-
141 (1977)), m coobmwanoch, YTO y MYXXYMH, TPUHAMAIOIIUX aHAPOTeHbl B (opme
aHa0OJIMYECKUX CTEPOHIIOB, MOBBIIICHA YaCTOTA paka MpenacrarenbHoi kenessl (Roberts, J. T,
and Essenhigh, D. M., Lancet 2, 742 (1986); Jackson, J. A., et al., Arch. Intern. Med. 149, 2365-
2366 (1989); Guinan, P. D., et al., Am. J. Surg. 131, 599-600 (1976)). Kpome Toro, pax
NPEACTATENIbHON JKeNle3bl HEe Pa3BUBAETCS Y JIOAEH MM cO0aK, KAaCTPHPOBAHHBIX 10 TOJIOBOTO
co3peBanust (Wilson, J. D., and Roehrborn, C., J. Clin. Endocrinol. Metab. 84, 4324-4331
(1999); G. Wilding, Cancer Surv. 14, 113-130 (1992)). KacTtpauus B3poCibIX 0codei My KCKOTO
10JIa IPUBOJUT K MHBOJIIOLIMHU TPENCTATEIbHON KeJe3bl M arloNTO3y 3MHUTENNS MPEICTaTEIbHOMN
xkene3nl (Bruckheimer, E. M., and Kyprianou, N., Cell Tissue Res. 301, 153-162 (2000); J. T.
Isaacs, Prostate 5, 545-557 (1984)). Orta 3aBUCHMMOCTb OT AaHIPOT€HOB OOECHEUNBAET
O00OCHOBaHME JI€UEHHUS paka INPEACTATENIbHOW JKeJIe3bl C IOMOINBI0 XHUMHUYECKOH MU
XUPYPrUYeCcKOl KacTpauuu (T. €. aHAPOreHOBON aOJIsAIyN).

AR obnamaer MORyJIBHOIN OpraHu3alnye, XapakTepHOH Ui BCEX SACPHbIX PELIENTOPOB.
On cocrout u3 N-koHLEBOro nomeHa, neHtpanpHoro JIHK-cBs3piBaroero 1oMeHa, KOpoTKoi
mapHUpHOH obnacti 1 C-KOHLIEBOTO JOMEHA, KOTOPBIN COMEPKUT KapMaH CBSI3bIBAHUS JIMTAHIA
ropmMona u cait ¢pynkimu akruauuu 2 (AF2) (Gao, W. Q. et al. Chem. Rev. (2005) 105:3352-
3370). Ilocnenuuii nmpencrasisier codoi runpododbHyo 0opo3aky Ha moBepxHOCTH AR, koTOpast
¢dnaHkupyeTcss 00JACTIMHU C TOJOXKHUTEIbHBIM M OTPULATEIBHBIM 3apsiiaMH, «3apsAOBbIMU
3aKMMaMMy, KOTOPBIE SIBJISTFOTCS BAXKHBIMU IS CBsi3bIBaHUs (akTopoB aktuBauu AR (Zhou, X.
E. et al. J. Biol. Chem. (2010) 285:9161-9171). HenaBHue wuccienoBaHHs ITO3BOJWIN
uneHTHQUUUPOBaTh HOBBIM caiit B AR, HaseBaemblil cBs3biBaromed ¢ynkuuein 3 (BF3),
KOTOPBII y4aCTBYET B TPAHCKPHUIILIMOHHON akTHBHOCTH AR.

bruio mpeanonokeHo, 4YTO Majas MOJIEKyJa, CBsi3aHHas ¢ caitom BF3, moxer
NPUBOAUTE K TOMy, 4TO Oesnok AR Oyzer moaBeprarbCcsi ajuIOCTEPUUECKOW MOAW(UKALINH,
KOTOpasi mpenoTepamaer B3aumoneincTsus AR ¢ koakruBaropamu. BakHbIM SIBISIETCS TO, YTO
caiitr BF3 pacnonokeH BOJMM3W, HO OTHEIBHO OT JIMTAHACBS3BIBAIOLIETO CalTa, Ha KOTOPBIH
OOBIYHO HAaLIEJIEHbI TPAAULIMOHHBIE AHTHAHAPOTeHOBble npernapaTbl. COEAMHEHHUs, TaKue Kak
dnypenamonas kucnora (FLUF), Tputiontuponus (T3) u 3,3°,5 -TpuiloATUPOYKCYCHAs! KHCIIOTA

(TRIAC), moryr cBs3bBaThes ¢ Ooposnkoit BF3, unrubuposate B3aumoneiictsus AF2 wu



npensTcTBoBaTh akTUBHOCTH AR (Estebanez-Perpina, E. et al. Proc. Natl. Acad. Sci. U S A
(2007) 104:16074-16079). XoTs1 3T COENMHEHHUS MO3BOJIMIIN BBISIBUTH BAXKHOCTH caiita BF3,
OHU mpoAeMOHCTpUpoBaIu HU3kyr akTUBHOCTH (ICso > 50 mMxM), m mpu sTOoM OBLIO
Oo0OHapy>KeHO, YTO OHU HecneluduuecKu cBs3piBatoTcs ¢ AR.

AxrtuBaisi AR NpoMCXOIUT MO XOpPOWIO HM3YYEHHOMY MYTHU: B IUTOIUIA3ME€ 3TOT
peuenTop cBsA3aH C OelKkamMH IIANEPOHOB, KOTOPBIE MOAAEPKUBAIOT ArOHUCT-CBS3BIBAOIIYIO
koHpopmaumtro AR (Georget, V. et al. Biochemistry (2002) 41:11824-11831). Ilocne
cBsi3bIBaHUS aHaporeHa AR mopaBepraercs psiny KOH(OPMAILIMOHHBIX U3MEHEHUH, TUCCOLHALIUH
OT IIATNepOHOB, AuMepu3anuu 1 Tpancinokauuu B sapo (Fang, Y. F. et al. J. Biol. Chem. (1996)
271:28697-28702; u Wong, C. L et al. J. Biol. Chem. (1993) 268:19004-19012), rne oH
JOTIOJTHUTEIPHO B3aUMOJEICTBYeT ¢ OenmkaMu KoakTuaTtopos B caiite AF2 (Zhou, X. E. et al. J.
Biol. Chem. (2010) 285:9161-9171). 3rto cobbitue uHHMUMHpPYeT pekpyTupoBanne PHK-
nojumepassl 1l u gpyrux ¢akropos ¢ oOpa3oBaHueM (YHKIHOHAIBHOTO TPAHCKPHUIILIMOHHOTO
koMmIuiekca ¢ AR.

Cnenyer OTMETHTb, YTO COBPEMEHHbIC AHTHAHAPOTEHbl, TaKHe Kak OWKalyTamHz,
bayramuna, Huaytamua u MDV3100, Bce HalejgeHbl HAa STOT KOHKpETHBINA mpouecc. OmHako,
BMECTO TOro, 4YTOOBI MpsIMO BO3JeHCTBOBaTh Ha B3amMmopelictBue AR - kodakrop, 3TH
AHTHAHAPOTEHBI AEHCTBYIO HEIMPSIMO, MyTEM CBSI3bIBAHUS C JIMTAHJCBS3BIBAIOIINM caiitom AR.
Takum oOpa3om, mnpenoTBpaiias CBA3BIBAHUE AaHIAPOTEHOB, OHM TaKXe IMPEeJOTBPAIIAOT
KOH(OpPMALIMOHHBIE HM3MEHEHHUS PEelenTopa, KOTOpble HEOOXOIUMBI AJsl B3aUMONEHCTBHH C
KOAKTHBAaTOpaMH. XOTs JieueHHe STUMHU HHruouropamu AR MOXeT U3HA4aJIbHO MOAABISTH POCT
paka MpencTaTeNbHOM KeJe3bl, JOJIrOCPOYHAasi FTOPMOHANIBHAS TEPaIus MOCTENEHHO CTAHOBUTCS
Bce Menee > dexrusHoit (Taplin, M. E. et al. J. Clin. Oncol. (2003) 21:2673-8; u Tilley, W. D.
et al. Cancer Res. (1994) 54:4096-4102). @aktopbl, koTopbie paenatoT AR wmenee
qyBCTBUTEJIbHBIM K TPAAMLIMOHHBIM aHTHAHAPOT€HAM, BKJIIOYAIOT MYTAlMU PE3UCTEHTHOCTU B
JIMTaHCBS3BIBAIOINEM CaiiTe, KOTOpPbIE MOTYT Aa’ke MPUBOAUTb K TOMY, YTO aHTaroHMCThl AR
OynyT MeWCTBOBATh KAaK ArOHHCTBI, JOMOJHUTENIBHO CIIOCOOCTBYSI MPOTPECCUPOBAHHUIO pPaKa
(Chen, Y. et al. Lancet Oncol. (2009) 10:981-991).

AHZIpOTEHBI TaKXe HrpalT pPOJIb B JKEHCKUX PAKOBBIX 3a0oneBaHusix. OmHUM U3
NPUMEPOB SIBJISIETCS PaK SUYHHMKA, KOTA TMOBBIIEHHBbIE YPOBHH AHAPOTEHOB CBSI3aHBI C
NOBBIIIEHHBIM pUCKOM pa3BuTHs paka smuHuka (K.J. Helzlsouer, et al., JAMA 274, 1926-1930
(1995); R. J. Edmondson, et al, Br J Cancer 86, 879-885 (2002)). AR Obl1 BBbISIBJICH B
oonpmmHacTBe pakos simuHuka (H. A. Risch, J. Natl. Cancer Inst. 90, 1774-1786 (1998); B. R.
Rao & B. J. Slotman, Endocr. Rev. 12, 14-26 (1991); G. M. Clinton & W. Hua, Crit. Rev. Oncol.
Hematol. 25, 1-9 (1997)), Torna kak sctporeHoBbli perentop anbda (ERa) u mporectepoHOBBINH
peLenTop BBIBISIOT B MeHee ueM 50% omyxosiel SMIHUKOB.

CrunanpHast u OynpOapHas MbimeyHass atpodust (CBMA), mupoko H3BeCTHast Kak
bonesnp Kennenu, mpexacraBisier CcoOOH  mporpeccupyroliee TSDKEIO — MPOTeKarolnee
HelporereHepaTUBHOe  3a0ojieBaHHe, TPUBOJAAINEE K  MBIIEYHBIM  CyJOoporaMm u

IPOrpecCUpyoLeil caadoCcTH BCISACTBUE AETeHepaluyl JBUTaTeNbHbIX HEHPOHOB B CTBOJIE



rOJIOBHOT'O MO3Ta M CIIMHHOM MO3re. JTO MaTOJOrH4eCKOe COCTOSHUE CBSI3aHO C MyTaluell reHa
annporenoBoro peuentopa (AR) u sBisercs HacinenyeMbiM X-CIEMJIEHHBIM PELIECCHBHBIM
obpasom. Kak u B cilyyae MHOTMX TI€HETHYECKMX PAaCCTPOMCTB, Ui HEro HE CYLIECTBYET
U3BECTHOTO JIEYEHMs], XOTs HCCIIeNOBaHUs NpoaospkaroTcsa. 1lo mpuunHe ee 3HAOKPUHHBIX
NPOsIBJIEHUS], CBsI3aHHBIX ¢ HapyueHueMm rena AR, CMBA M0:kHO paccMaTpuUBaTh Kak BapUaLUIO
PacCTPOICTB THUINIA CHHAPOMA HeYyBCTBUTENbHOCTH K aHnporenam (CHA). OHa Takske CBsi3aHa C
APYTMMH HeWpOAereHepaTUBHBIMU 3a00JI€BAHUSIMH, BBI3IBAEMBIMH CXOAHBIMH MYyTaLUsSMHU,
TAKUMU Kak 00Jie3Hb XaHTUHITOHA.

Caiir BF3 sBnsiercss NpuUBIEKaTeNbHOW MHUIIEHBIO Ui TPSMOTO WHTHOMPOBAHUS
koakTuBauun AR. Hcnmonb3oBanmu in silico MeToabl KOMIBIOTEPU3UPOBAHHON pa3pabOTKH
JIEKapCTBEHHBIX IIpernapaTtoB /il IPOrHO3UPOBAHMs IMOTEHLMANbHBIX CBs3biBaromux BF3
coepuHeHuil. In silico MeTOmpl BKIOYAIM MPOLEAYPHl KPYIMHOMACIITAOHOTO JIOKWHTA,
NEPEOLIEHKN Ha MECTe U KOHCEHCYCHOI'O I'OJIOCOBAHMSI.

Onpedenenus

Crnenyer moHMMAaTh, YTO HEKOTOPbIE MPHU3HAKH HACTOSLIETO M300PETEHHs, KOTOpPbIE B
LeJIIX SICHOCTU OIMCAaHbl B KOHTEKCTE OTHEJNbHBIX BAPUAHTOB OCYLIECTBJIEHHUS, TAKXKE€ MOTYT
OBITH TIpEACTaBJIEHBl B KOMOMHALMM B OJHOM BapHaHTe OCYLIECTBIEGHUS  (XOT
NOJPa3yMeBAETCsl, YTO BAPUAHTHI OCYIIECTBICHUS MOXXHO KOMOMHHPOBATh, KaK €CiHM OBl OHH
ObuUlM 3amMcaHbl B MHOTOKPAaTHO 3aBUCHMOH ¢opme). Hamporus, pasnuuHble NpPU3HAKU
n300peTeHNs], KOTOPbIE JUIsI KPATKOCTH OMUCAHBI B KOHTEKCTE OJJHOTO BAPUAHTA OCYINECTBIICHUS,
TaK)K€ MOTYT OBITb IpPEACTABIEHBI OTAEIbHO WM B JIOOOH MOAXOAALIEH MOAKOMOMHALMH.
Takum oOpasoM, mpemycMaTpuBaeTrcs, 4YTO IPU3HAKH, ONHCAHHBIE KaK BAapPHAHTBI
ocyliecTBeHHss coefnHeHud (opmynbl I, MOXKHO KOMOMHMpPOBaTH B JOOOH MOAXOAALIEH
KOMOMHALMH.

B pasnu4HBIX MeCTax HACTOALIETO OMMCAHUA ONPENENCHHbIE MPU3HAKH COCOUHEHHM
PACKpBITHI B IPyMNax WM B JUAa30HaX. B 4acTHOCTH, MOIpa3yMeBaeTCs, 4TO M300peTeHue
BKJIFOYAET KAKAYIO OTHENbHYK0 MOAKOMOWHALMIO YJEHOB TAKUX TPyNNI U JAHANA30HOB.
Hanpumep, mnonpasymesaercs, 4ro TepMuH «Cjg alKWi» OTHAENbHO oOmnuchiBaer (0e3
orpanmdenus) metu, 3T, Cs ankun, Cq ankun, Cs ankui v Cg aKut.

TepMuH «n-4JieHHBII», TA€ N MPENCTaBIIET COOON IeNI0e YHCIO, OOBIYHO ONMUCHIBAET
KOJINYECTBO OOPa3YIOMIMX KOJBIIO aTOMOB B (pparMeHTe, Ilie KOJUYECTBO OOPa3yIOIIUX KOJbLIO
aTOMOB paBHO n. Hampumep, NUMEPUIUHUI TNPEACTABISET COOOW mpUMEp O-UJIEHHOTO
reTEePOLMKIIOATKAIBHOTO KOJbLA, MHUPA30JIWI TPEACTaBiIseT CcoOOH mpumMep S-dieHHOro
reTepOapUIIbHOTO KOJIbIIA, MTUPUAMI MPEACTABIAECT COOOH MpUMep 6-UIEHHOTO reTepoapuiIbHOTO
komblia  u 1,23 4-terparunponHadTaneH npencrasnsier  coboil  mpumep  10-uneHHOH
LUKJIOAJKUIBbHOW TPYIIIBL.

B pasnuuHBIX MecTaX HACTOALIEr0 OIMUCAHMA MOTYT OBITh ONHMCAHBI IEPEMEHHbIE,
OTIpeAeNsAole ABYXBaJEHTHBIE CBS3bIBAIOIINE TPyNIbl. B uyacTHOCTH, mpennonaraercs, uTo
Kbl CBSI3bIBAIOIIUN 3aMECTUTENb BKJIOYAET KaK MNpPsIMyK, Tak U OOpaTHyK (GOpMbl

cessbiBatoero 3amecrurensa. Hampumep, -NR(CR'R"),- Bkmouaer kak -NR(CR'R"),-, Tak u -



(CR'R"),NR-, u nogpazymeBaer packpeiTue Kaxaoi u3 gopm ornenpbHo. Ecnu s cTpyKTyphl
HeoOXonmMa CBsI3bIBAIOLIAs IPYIINa, NepeMeHHble MapKy1ua, epednciIeHHble A 3TOH IPYIIbL,
CUMTAIOTCA CBS3bIBAOIIUMH Trpynnamu. Hampumep, ecnum 1y CTpyKTypel HeoOXoauma
CBS3BIBAIOLIAs FPYIIIA U B ONPEAEIEHUH rpymnnbl Mapkyina fj1si 5TOM NepeMEHHON MePeUrCIIEHbI
«AJKWID) W «apu», TO TMPEANONaraercs, YTO «aJKWID» WIH «apui» MPencTaBisieT coOoi
CBS3BIBAIOLIYIO AJIKUJIEHOBYIO TPYIIIY UM APUJIEHOBYIO IPYIIITY COOTBETCTBEHHO.

TepMuH «3aMeleHHbINH» 03HAYAET, YTO aTOM MJIM IPYIIa aTOMOB ()OPMAIBHO 3aMeLIaeT
BOJAOPOA B KaueCTBE «3aMECTUTENs», NPUCOCAUHEHHOro K papyrol rpymnmne. Tepmun
«3aMELIEHHBII», €CJIU He YKa3aHO WHOE, OTHOCHUTCS K JIIOOOMY YPOBHIO 3aMEIIEHUs], HATlpumep,
MOHO-, AMW-, TPU-, Te€Tpa- WIM IEHTA3aMELIEHUI0 TaM, /A€ TAaKOe 3aMeLleHue AOIMyCTHUMO.
3amecTuTeny BBHIOpAHBl HE3ABUCHMO, M 3aMEIIEHHE MOXKET ObITh B JIFOOOM XHUMHYECKH
IOCTynHOM mosiokeHuu. Crienyer mOHUMAaTh, YTO 3aMellleHHe B YKa3aHHOM aTOME€ OTPaHHuYEHO
BajieHTHOCThIO. (rnenyer NOHMMaTb, YTO 3aMelleHHe B YKa3aHHOM aTroMe IPHUBOAUT K
00pa30BaHMI0 XUMUYECKU CTAOMIIBHON MOJIEKYJbl. BeiparkeHne «HeoOs3aTeIbHO 3aMEIeHHbIID
O3HAYaeT HE3aMELICHHBbI WM 3aMEINEeHHbIH. TepMUH «3aMEIIECHHBIN» O3HA4aeT, 4TO aroM
BOJIOpOZia yAaJleH U 3aMeHeH 3amecturesneM. OOUH JBYXBaJEHTHbIN 3aMeCTUTENb, HalpUMep
OKCO, MOXKET 3aMeIaTh ABa aTOMa BOAOPOAA.

Tepmun «Cp.m» yKa3blBaeT AUANa3OH, KOTOPbII BKJIIOYAaeT KOHEUHbIE TOUKM, I7le€ N U m
SIBJISIFOTCS L€JIBIMHM YUCJIAMHU U YKa3bIBAKOT KOJMYECTBO aroMoBs ymiepoaa. IIpumeps! BkiIrO4aroT
C1_4, C1_5 U T II

TepMHH «anKwm», UCMOIB3yEMbIH OTAEIBHO UM B KOMOWHALMU C IPYTHMMH TEPMUHAMH,
OTHOCUTCSl K HACBIIEHHON YIJIEBOJOPOJHON TIpyIe, KOTOpash MOXET OBIThb JIMHEHHOM WM
pasBeTBiaeHHON. TepmuHn «C,.p, aNKUID» OTHOCUTCS K alKWIBHON IpyIIe, UMEKLIEH OT n 10 m
aTOMOB yriiepona. AJNKHUJIbHAS Ipynna (GopMajIbHO COOTBETCTBYET aJIKaHy ¢ OAHOM cBsizbio C-H,
3aMELIEHHON TOYKON MPUCOEANHEHUS AJKUJIBHOM TPYIIIbI K OCTABLIEICS 4acTU coenuHeHus. B
HEKOTOPBIX BapUaHTaX OCYLIECTBJICHUS AaJKWJbHAs TIpynmna comepkuT oT 1 mo 6 atomoB
yriepona, or 1 no 4 aromoB yriepoaa, or 1 no 3 aromoB yriiepoaa wiau oT 1 10 2 aTomMoB
yraepona. Ilpumepbl anKuibHBIX (PPArMEHTOB BKJIOYAKOT, HO HE OrPAHUYUBAKOTCS OTHM,
XUMHYECKHE TPYIIbL, TAKHE KAK METHJI, STHJI, H-TIPOIWJ, M3OMPONWI, H-OyTWi, mpem-0yTuin,
n300yTHII, 6MOpP-OyTWIT; BBICIINE TOMOJIOTH, TaKUe KaK 2-MeTHJI-1-OyThi, #-IeHTHI, 3-TIeHTHI,
H-rekcu, 1,2,2-TpuMeTHJINPONUI U T. 1.

TepMHH «aJIKEHWI», HCIIONB3YEMbIIl OTAEIBHO WJIM B KOMOWHAIMH C JPYTUMH
TEPMUHAMH, OTHOCHUTCS K JIMHEHHOM WM PAa3BETBJICHHOW yIJIEBOAOPOAHOM TIPYIIIE,
COOTBETCTBYIOLIEH AQJIKWJIBHOH TIpyIIe, WUMEroIled OxHy WM Ooyiee IBOWHBIX YIJIEPO.-
YIJIEPOOHBIX CBsI3eH. AJNIKEHHUIIbHAS rpymna (OpMabHO COOTBETCTBYET AJIKEHY C OJHON CBS3BIO
C-H, 3ameleHHONW TOYKOW NPUCOEIUHEHHUs AJKEHWIbHON TIpYINIbl K OCTaBIIEWHCS YacTH
coequHenus. TepMuH «Cy. aKEHWI» OTHOCUTCS K aJIKEHUJIbHOMN IpyNIe, UMEroLIel OT n 10 m
aToOMOB yriiepona. B HEKOTOpBIX BapuaHTaxX OCYIIECTBIICHUS AJKEHUJIBHBIN (parMeHT Conep>KuT
oT 2 10 6, oT 2 10 4 vin OoT 2 10 3 aToMOB yruiepoaa. IIpumepsl alKeHUIbHBIX IPYII BKIIFOYAOT,

HO HE OTPaHUYMBAIOTCS 3TUM, STEHWJI, H-TIPOIEHIII, U30IPONEHI, H-OyTeHW, 6mop-OyTeHUI u



TepMHH «anKUHWI», HWCHOJMB3YEMbIH OTHENbHO WJIM B KOMOMHALMU C JPYTUMHU
TEPMUHAMH, OTHOCHUTCSI K JIMHEMHOM WIM PAa3BETBJICHHOW YIVIEBOAOPOAHOM TIPYIIIE,
COOTBETCTBYIOLIEH aNKWJIBHON TIpyMmme, HUMeEIolLled OAHy uWiau Oojee TPOWHBIX YIJIepon-
YIJIEPOIHBIX CBsi3eil. AJKUHUIIbHAS Ipymma (OpMaNbHO COOTBETCTBYET AJKUHY C OAHOH CBSI3bIO
C-H, 3amemnieHHON TOYKOH NPUCOEAMHEHUS QJKWJIBHOW TpPyNNbl K OCTaBIIEHCS YacTH
coenunenus. TepmuH «C,., aNKUHUID» OTHOCUTCS K aJKMHUJIBHOM IpyIIe, HMeroIneil oT n 10 m
aToMOB yriepona. [IpuMepsl alKUHUIBHBIX TPYMN BKJIIOYAIOT, HO HE OTPAaHHUYMBAIOTCS 3TUM,
STUHWJ, NPOMNUH-1-WJ, TPOMUH-2-U1 U T. A. B HEKOTOpBIX BapHaHTax OCYIIECTBIICHUS
ANIKMHWJIBHBIA ()ParMeHT COAep kuT oT 2 10 6, OT 2 10 4 Wi OT 2 10 3 aTOMOB yIJIeposa.

TepMUH «aJIKOKCH», HCHOJB3YEMBbIH OTHAENbHO WJIM B KOMOWHAIMM C JPYTUMH
TEPMHUHAMH, OTHOCUTCS K rpynme Gopmysl -O-amkui, TAe aJKuiIbHas TPyIna COOTBETCTBYET
onpeaenenuto Boille. TepmuH «Cy., aTKOKCH» OTHOCUTCS K aJIKOKCUTPYIIE, alKUIbHAs Ipymna
KOTOpPOM HMMeeT OT n [0 m aroMoB yruepona. IIpumMeps! ankoKCUTpyIIl BKJIIOYAIOT METOKCH,
STOKCH, TIPOTIOKCH (HampuMep, H-TPONOKCH W H3OMPOIOKCH), mpem-OyTokcu u T. 1. B
HEKOTOPBIX BapHaHTaxX OCYIIECTBJEHHUS ajJKWIbHasA rpymnmna umeer ot 1 10 6, ot 1 1o 4 wm ot 1
no 3 aromoB yruepopa. Tepmun «C,, AHAIKOKCH» OTHOCHUTCS K CBS3BbIBaIOLIEH TIpyIIe
bopmyasl -O-(C,.y ankmn)-O-, ankuibHast TPyMa KOTOPO HMEET OT N IO M aTOMOB YTJIepPOaa.
IIpumepsr nuankokcu-rpynn BiiaroyaroT -OCH,CH,O- u OCH,CH,CH,O-. B HekoTopbIx
BapuaHTax ocyuiectiaeHus asa aroma O C ., AMATKOKCU-TPYIIIBI MOTYT OBbITh IPUCOETUHEHBI K
ogHOMy artoMy B ¢ oOpasoBanueM 5- uiam 6-4ieHHOH TIeTepOLMKIIOANKHIBHONW TIPYIIIBI.
TepMHUHBI «raso» WM «TajOreH», HCIOJb3yeMble OTIAENbHO WJIM B KOMOHWHALMH C JAPYTHMHU
TEPMHUHAMH, OTHOCATCS K ¢Topy, xyopy, OpoMmy u iony. B HekoTOopeIx BapHaHTax
OCYLIECTBJICHHUsI TaJIOTEH» OTHOCHUTCS K aTtoMy rajoreHa, BeiOpanHomy u3 F, Cl wiu Br. B
HEKOTOPBIX BAPHAHTAX OCYINECTBJICHUS aJIOT€HOTPYIIIIbI IPEACTABISIIOT co00it F.

B koHTekcTe MaHHOrO NOKYMEHTa TEPMHMH «TajIOr€HAJKIII» OTHOCUTCS K aJKHJIbHOM
TpyIme, B KOTOpOH oauH win Oojiee aTOMOB BOJOPOJA 3aMeIeHbl aTOMOM rajoreHa. TepMuH
«Cp.y ranoreHankmn» otHocutcs K C,, aJKWIBHON TpyIe, UMENINed OT n J0 m aTOMOB
yriepoja U OT IO MEHbLIeH Mepe ogHOoro a0 {2(n-m)+1} aTOMOB rajoreHoB, KOTOPbIE MOTYT
OBITh OMHAKOBBIMH HJIH Pa3HbIMH. B HEKOTOPBIX BapHaHTAaX OCYILIECTBIEHHS aTOMbI rajloreHa
NpPeACTaBISIIOT  coboit  atrombel  ¢Topa. B HEKOTOPBIX  BapMaHTax  OCYIIECTBIICHHS
raJIOreHaJIKWIbHas rpynna uMeer or 1 no 6 mmm or 1 no 4 aromos yriepona. Ilpumepsr
ranoreHakmibHbIX rpynn BkmovaroT CF3, CFs, CHF,, CHyF, CCls, CHCl,, C;Cls u T. . B
HEKOTOPBIX BAapUAHTAaX OCYLIECTBJIEHUs TaJIOTEHAJKWIIbHAS TpPYyMNa MPencTaBiseT coOoi
(TOpaNKUIBbHYIO TPYIITY.

TepmuH «apoMaTHUECKUID» OTHOCHUTCS K KapOOLMKIY MM TeTEPOLUKIY, UMEIOIIEeMY
onHO win Ooyiee TONMHEHACHIEHHBIX KOJElL, MMEIOIINX apOMaTHUecKuil xapakrtep (T. e.
UMEIUX (4n+2) nenokanin3oBaHHbIX T (IIH) 3JIEKTPOHOB, TAE N SIBJISETCS LIETBIM YHCIOM).

TepmuH «apun», UCHOIB3YEMBIH OTAENBPHO WM B KOMOWHAILMU C IPYTMMU TEPMHUHAMH,

OTHOCHUTCSI K  apOMAaTHUYeCKOH  yIJeBOAOPOAHON  TIpymme, KOTOpas  MOXKET  ObIThb



MOHOIMKIIMYECKON WM TONMLUUKINYECKOH (Hampumep, HMeEromeld 2 KOHIEHCHPOBAHHBIX
konbia). Tepmun «Cp.p, apuily OTHOCHUTCS K apWIIBHOH TpyIe, UMEKIIel OT n 10 m aTOMOB
yriepona B KOJblle. ApWUibHbIE T'PYIIbI BKJIIOYAIOT, Hanpumep, penun, Haptua u T. m. B
HEKOTOPbIX BAPUAHTAX OCYLIECTBJIEHUS apWIbHBIE I'PYIIBI UMEIOT OT 6 10 okono 10 atomoB
yriepoaa. B HEKOTOpBIX BapHaHTax OCYLIECTBJIEHHUS] apUJIbHBIE TPYIIBI UMET 6 aTOMOB
yriaepoaa. B HEKOTOpBIX BapuaHTaxX OCYLIECTBJIECHUs apuibHble Ipynnbl UMeT 10 aTtomMoB
yriepozna. B HEKOTOpBIX BapuaHTax OCYLIECTBJICHUS apwibHAs TPYyIMIa IMPEACTaBisieT coOOH
(dennsn. B HEKOTOpBIX BapuaHTAaX OCYLIECTBICHHs apWiibHAs TPyINa MPencTaBiseT coOoi
HaTHII.

Tepmun «rerepoapmn» WIM «reTepoapOMaTHUUECKUID», UCMONb3YEeMbl OTAENBbHO WIH B
KOMOMHAIMM €  JPYTMMH  TEPMHUHAMH, OTHOCHTCS K  MOHOLMUKJIMYECKOMY  WJIH
MOJIMLIMKJINYECKOMY apOMaTHUYECKOMY TeTePOLMKIY, HMEIOLIEMy [0 MEHbLIEH Mepe OIUH 4JIeH
KOJIbIIA, MPENCTABISIOMUN COOOH rerepoaTroM, BBIOPAHHBIH W3 Cepbl, KUCIOpOAa W a3ota. B
HEKOTOPBIX BapUaHTaX OCYIIECTBJICHMs IeTepoapuibHOE KOJbLO uMeeT 1, 2, 3 unu 4 4neHa
KOJIbLIA, TPEACTABJSIIOIUX COOOH rerepoaTroM, HE3aBHCUMO BBIOPAHHBIA W3 a30Ta, CEphbl H
KHCIIOpoZa. B HEKOTOpPBIX BapHaHTaX OCYMECTBICHHs 000N obOpasyrommii koiblo N B
reTepoapmIbHOM (parMeHTe MOXKET MPencTaBisiTh coOol N-okcua. B HEKOTOpBIX BapHaHTaxX
OCYILECTBJIEHUsI TETEPOAPHIT UMEET S-14 aTOMOB B KOJbLIE, BKJIKOYas aTOMBI yriepona, u 1, 2, 3
WK 4 4YjieHa KOJbLa, MPEACTABISIIOINX COO0M rerepoaToM, HE3aBUCUMO BBIOPAHHBIX U3 a30Ta,
Cephl U KUCJIOpOoJa. B HEKOTOPBIX BapuaHTaxX OCYLIECTBJIEHUs reTepoapui umeer 5-10 aToMOB B
KOJIbIIe, BKJIFOYAsi aTOMBbI yriuepona, u 1, 2, 3 win 4 wieHa KOJblA, MPENCTaBISIFOLINX COOOM
reTepoaToM, HEe3aBHCUMO BBIOPAHHBIX M3 a30Ta, Cepbl U KUCIOpPOAa. B HEKOTOpBIX BapuaHTax
OCYIIECTBJICHUs] TeTepoapuil umeeT 5-6 aroMoB B Kojbue W | wnaM 2 4ieHa KOJbla,
IPECTABISIIOINX COOOH reTepoaToM, He3aBUCHMO BbIOPAHHBIX U3 a30Ta, Cephl U KHciaopona. B
HEKOTOPBIX BAPHAHTAX OCYINECTBIEHUS TeTepoapui IMPEACTaBiseT COOOH MATHWIEHHOE WM
LIECTUYWIEHHOE TeTepOoapwibHOE KOJbLO. B Apyrux BapuaHTax OCYIIECTBJIEHUS TeTEpOapuII
NpEeACTaBIsieT COOOH BOCBMHUYJICHHOE, ACBITUWICHHOE MM JAECATUYIEHHOE KOHICHCHPOBAHHOE
OMLIMKIIMYECKOe TeTePOapUIbHOE KOJbLO. [IprMephl rerepoapuiIbHBIX TPYIIN BKJIOYAOT, HO HE
OTPaHUYUBAKOTCS STUM, MUPUANHWI (MUPUAMI), THUPUMHIUHWI, THPASHHWI, MUPUIA3HHUIL,
MUPPOJUJ, TTHPA3OJWII, A30JIWJI, OKCA30JIWI, M30KCA30JIMJ, THA3OJIWJI, MMHUAA30JII, (ypaHuI,
TUO(DEHWT, XHHOJMHUJI, U30XUHOMUHWI, HapTupuauamn (Bkmodas 1,2-, 1,3-, 1,4-, 1,5-, 1,6-,
1,7-, 1,8-, 2,3- u 2,6-HapTHPUINH), WHAOIWI, W3OMHAONMI, OeH3zoTnodeHmn, OersodypaHm,
Oensm3okcazonmit, uMuaaso[l,2-blruasonun, mypuHMa W T. m. B HEKOTOpBIX BapuaHTax
OCYIIECTBIIEHHsI TeTepoapuiibHasi TPyINIa TNPEACTaBIsieT coO0OH nHpuAoH (Hampumep, 2-
MUPUJIOH).

[TaTHuneHHoe reTepoapuiIbHOE KOJIBLO MPEACTaBIsAeT COOOH reTepOoapiIbHYIO TPYIIINY,
UMEOINYI0 MMATh aTOMOB B KOJIbLlE, rie onuH wiu Oornee (Hampumep, 1, 2 wimm 3) aTOMOB B
KousbLie He3aBuCHUMO BbiOpanbl n3 N, O u S. IIpuMeps! MATHUIEHHBIX KOJBIEBBIX I€TEPOAPHUIIOB
BKJIFOYAIOT THEHWI, (ypui, NOHUPPONWI, HMHAA30JMI, THA30JIMI, OKCA30JIMI, MHUPA30JIH,

WU30THA30JUJ, U30Kcasonmwn, 1,2 3-tpuasonun, Terpasonws, 1,2 3-tmaguasomun, 1,23-
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okcaauazonui, 1,2.4-tpuaszonun, 1,2,4-tmaguaszonun, 1,24-oxcanuazonun, 1,3,4-tpuasonun,
1,3.4-tuagnazonui u 1,3,4-okcagnua3onuil.

[MTecTu4ieHHOE TeTEPOAPIIIBHOE KOJIBLIO MPENCTABISIET COOON reTepoapuiibHyIO TPYIITY,
UMEIOIIYI0 MIeCTh aTOMOB B KOJIbLIE, I7le OAUH Win Oojee (Hampumep, 1, 2 mnm 3) aToMOB B
Kosblle HezaBucuMoO BbiOpanbl u3 N, O u S. [lpumepamMu reTepoapuiioB ¢ LIECTUYICHHBIM
KOJIbLIOM ~ SIBJSIIOTCS NMUPUAW, THUPA3UHWI, HOUPUMHAMHWI, TPUA3UHWI, W3OUHIOIWI U
MUPUAAZUHUIL.

TepMUH «UMKJIOANKWT», HCIOJIb3YeMbI OTAEIbHO WM B KOMOWHALMU C APYTHMHU
TEPMHUHAMH, OTHOCUTCS K HEAPOMATUYECKOW  YIJIEBOAOPOJHON  KOJBIIEBOM  CHUCTEME
(MOHOIMKJTMYECKOH, OULIMKINYECKOW WM TMOJUIUKINYECKON), BKJIIOYAs LUKIU3UPOBAHHBIE
AJKUJIbHBbIE U aJKeHWIbHbIe TPynmbl. TepMmuH «Cyp OUKIOANKIIDY OTHOCHTCS K LUKJIOAJIKHITY,
KOTOPBIi HMMEET OT N A0 M YJIEHOB KOJIbLIA, MPEACTaBISIFOMMX COOOH aToMbl yriepona.
[{ukoaNKuIbHBIE TPYIMITBI MOTYT BKJIFOYATh MOHO- WJIM TOJUIMKJIMYECKHe (Hampumep, ¢ 2, 3
win 4 KOHASHCHPOBAHHBIMHU KOJIBI[AMU) TPYMIbl U CHUPOLUKILL. [{MKIOANKUIbHBIE TPYTIIbI
MOTYT conepkarb 3, 4, 5, 6 mnu 7 oOpasyromux KoibLo atoMos yriepoaa (Cs7). B HekoTopbIx
BapHUaHTaX OCYILUECTBJIECHUS LUKJIOAJKWIbHAS IPyNIia UMeeT OT 3 10 6 WIEHOB KOoJbLia, OT 3 10 5
YIEHOB KOJbLA WM OT 3 10 4 4neHa KoibLa. B HEKOTOPBIX BAapHUAHTax OCYILECTBJICHHUS
LHUKJIOAJKUJIbHAS  TPYINa  SBJSIETCS  MOHOLMKJINMYECKOH. B HEKoTOperIX  BapuaHTax
OCYIIECTBJICHUS [IMKJIOAIKWIbHAS TPYIINA SBJSIETCS] MOHOLMKJIMYECKOW MJIH OUIIUKIINYeCKOol. B
HEKOTOPBIX BapUAHTAX OCYLIECTBJICHUS LUKIOATKUIbHAS Trpynmna mnpencrasisier coboir Csg
MOHOLIMKJIMYECKYIO [HUKIOANKWIbHYIO rpymnmy. OOpasyromue KOJbLO aTOMbl yriepoaa
LUKJIOAJIKAIBHON TPYIIIbI HEOOS3aTeIbHO MOTYT OBbITb OKHCJIEHBI ¢ 0Opa30BaHUEM OKCO- HIU
cyapdpunorpynmnel.  [{MKIOaNKWIbHBIE TPYIIBI TaKXKe BKJIOYAIOT LUKJIOAJKWINACHBL. B
HEKOTOPBIX BapHUAHTaX OCYINECTBJICHUS LUKJIOAJKHI MPEACTABISET COOOH LUKJIOMPOIIIII,
UUKJIOOYTUJI, LUKJIONMEHTWI WM ILHMKJOTeKCWI B 3TO ompeneneHue LMKJIOANKHIA TaKXKe
BKJIFOYEHBbI (PpAarMEHThI, KOTOpPble HMMEIT OIHO WM 0oJiee apOMaTHYECKHX KOJIEIl,
KOHIEHCUPOBAHHBIX (T. €. UMEIIIUX OOIIYI0 CBs3b) C IUKJIOATKUIbHBIM KOJBIIOM, HAIPUMED,
OeH30- WM THEHUJIbHBbIE MTPOU3BOIHBIE [IUKJIONEHTAHA, [IUKJIOreKcaHa u T. 1. [{ukioankuibHast
rpymma, CoAaepsKaliasi KOHIEHCUPOBAHHOE apOMATHYECKOe KOJIBIIO, MOKET ObITh MPUCOETUHEHA
yepes JOOOW OOpa3yroIimii  KOJBIO aToM, BKJIOYas OOpasyloIquil  KONBLO  aToM
KOHJEHCUPOBAHHOTO apOMAaTUYECKOro KoJiblia. [IpuMepbl LUKJIOANKIIBHBIX TPYII BKIFOYAOT
LUKJIOTPONUJI, LHUKJIOOYTHJI, LHMKJIOMEHTHJ, IMKJIOTeKCIJI, IUKJIOTeNTH, LHUKJIONEHTEHUI,
IUKJIOTEKCEHWT, [IUKJIOTEKCAANESHII, [IUKJIOTENTATPUEHWI, HOPOOPHWII, HOPIIMHILI, HOPKapHUJI,
ourmmko[1.1.1]menranmn, Ournukio[2.1. 1]rekcanunn W T. 1. B HEKOTOpPBIX BapHaHTax
OCYIIECTBJICHUS] LUKJIOAIKUIIbHASI TPYMIa MNPEACTABISCT COOON LUKIOMPOMIII, LUKJIOOYTHI,
LUKJIONMEHTUT WJIA LUKJIOTEKCHUJT.

TepMUH «reTepOLUKIIOATKHIITY, UCTIOJIb3YEMbI OTASIBHO WM B KOMOUHAIINH C IPYTUMU
TEPMUHAMH, OTHOCHUTCS K HEAPOMATHUYECKOMY KOJbIy HJIM KOJBLIEBOW CHCTEME, KOTOpas
HeoO0s13aTeIbHO MOXKET COJEPIKaTh OJHY WUJIH O0Jiee aJKeHIJIEHOBBIX TPYIII KaK YaCTh KOJIbLIEBOM

CTPYKTYpBI, KOTOpasi UMEET 0 MEHbLIeH Mepe OJUH YJIeH KOJbLa, MPENCTAaBJISIOUINN coO0i
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reTepoaToM, He3aBUCUMO BBIOPAHHBIN U3 a30Ta, Cepbl, KUciopoaa u ¢ochopa, U KOTopast UMeeT
4-10 uneHoB KOJbLA, 4-7 YIEHOB KOJbLA WIH 4-6 4JIeHOB KObla. TepPMUH «Te€TEePOLIUKIOATKIIDY
BKJIFOYAET MOHOLMKINYeckue 4-, 5-, 6- u 7-uleHHble TeTePOLUKIOANKWIbHbIE TIPYIIIbI.
I'ereporuKIoanKkuIbHble TPYMIIBI MOTYT BKJIIOYATh MOHO- WM OWULMKIMYeckHe (Harmpumep,
IBYMSl KOHIEHCHPOBAaHHBIMH KOJbLIAMH WJIM KOJbLAMU C BHYTPEHHUM MOCTHUKOM) WU
CHUPOLMKINYECKHE KOJBLEBbIE CHCTEMbl. B  HEKOTOpBIX BapuaHTaX OCYLIECTBJICHMUS
reTepOLIMKIIOATIKIIIbHASL TPYIINA MPEACTABIIeT COOOH MOHOLMKIINYECKYIO IPYIINY, UMEIOMYo 1,
2 wian 3 rerepoaTroma, HE3aBUCHMO BBIOpAHHBIX M3 a30Ta, cepbl M kuciaopona. OOpasyromue
KOJIBLIO aTOMbl yIjiepofa W TeTepoaTOMbl TI'eTePOLUKIOANKHIBHOW TPYNIbl MOTYT OBITh
HEeoOsI3aTeNIbHO OKHUCJIEHbI ¢ OOpa3oBaHHMEM OKCO- MM CYJb(UIOTPYNIBl WIH JIPYroi
okucyienHoit ceszu (Hanpumep, C(O), S(O), C(S) umu S(O),, N-okcua u T. 1.), UIH KEe aTOM
a30Ta MOXKET OBITh KBAaTEPHU3UPOBAH. | €TEPOIMKIOANKWIbHAS TPyIa MOXET ObITh
NPUCOCANHEHA Yepe3 oOpa3yrIquii KONBLO aTroM yriepoaa Wid OOpa3yOMIHA KOJbLO
rerepoatroM. B HEKOTOpBIX BapuUaHTaxX OCYLIECTBJIEHHUS TIeTePOLUKIOANKUIbHAS TIpyMmna
conepxkuT OT O g0 3 [OBOHHBIX CBA3€H. B HEKOTOPBIX BapUaHTaX OCYLIECTBICHHUS
reTepOLUKIIOANKUIIbHAS Ipynna coxepkuT oT O no 2 ABOMHBIX CBs3ell. B omnpenenenue
reTEePOLMKIIOANIKMAIA TaKXKe BKJIIOUEHBbl (PParMEHThI, KOTOPbIE HMEIT OOHO Wi Oojee
apOMAaTUYECKUX  KOJIEL, KOHIEHCHPOBAaHHBIX (T. €  HMMEImHuX OOMyK CBs3b) C
reTEePOLMKIIOAKUIBHBIM ~ KOJIBLIOM, Hampumep, O€H30- WJIM THEHWIbHbIE IPOH3BOJHBIE
nunepuauHa, MopQoOSMHA, a3enmuHa U T. 1. [ eTeponuKIIOaNKMiIbHas TpPYIIa, COAeprKaiias
KOHJIEHCHPOBAHHOE apOMaTHYECKOe KOJBIO, MOXeT ObITh NPUCOEAMHEHa uepe3 IO
oOpasyrommii KOJBLIO aToM, BKIOYas OOpasyHOLIMH KOJBLIO aTOM KOHAEHCHPOBAHHOTO
apoMaTU4ecKoro kosbLa. IIpumepbl reTepOLMKIOANKWIBHBIX TPYNI  BKIHOYAOT  2,5-
anazabuuukno[2.2. 1 renTaHm, NUPPONUANHII, Tekcaruaponuppono|3,4-blnuppon-1(2H)-n;
1,6-1uruapONUPUINHN, MOP G OJTMHII, a3eTUINHUI, MUIEePa3UHNII, u 4,7-
nuaszacnupo|2.5]okraH-7-u.

B omnpeneneHHbIX MecTax ONpeneNeHus] WU BapUaHThl OCYLIECTBJIEHUS OTHOCSTCS K
KOHKPETHBIM KOJIbI[aM (HAampUMep, a3eTUAMHOBOMY KOJbLY, MUPUIUHOBOMY KOJBIY M T. J.).
Ecnu He yka3aHO MHOE, 3TH KOJbLA MOTYT OBITh MPUCOEAMHEHBI K JIIOOOMY WIEHY KOJIbLA TPU
yCJIOBUH, YTO BaJIEHTHOCTb aToMa He IpeBbllleHa. Hampumep, azeTUAMHOBOE KOJBLIO MOXKET
OBITh TPUCOENWHEHO B JIOOOM TOJIOKEHHH KOJNbLA, TOTZA KaK a3€TUAWH-3-WJIBHOE KOJbBIIO
MIPUCOEANHEHO B 3-TIOJIOKEHUU.

OnucaHHble B JAaHHOM JOKYMEHTE€ COEAMHEHHUs] MOTYT OBITb aCHMMETPHYHBIMHU
(Harmpumep, UMeThb OAHMH WM OoJyiee cTepeoleHTpoB). IIpenycMOTpeHsl BCE CTEPEOH30OMEpHI,
Takle Kak HHAHTHOMEpbl U JUacTepeoMepbl, e€ciu He ykazaHo uHoe. CoenuHEHus 1o
HACTOSIIEMY M300PETEHHIO, KOTOPbIE COAEPKAT ACUMMETPUYHO 3aMEIIEHHBIE aTOMBI YIJIEPOaa,
MOTyT OBITh BBIJENEHbl B ONTHYECKH AKTHUBHBIX WM paneMudeckux ¢opmax. CrocoOsl
MOJIy4EHHUSI ONTHUYECKH AaKTHBHBIX (POPM M3 ONTHYECKH HEAKTHBHBIX HMCXOIHBIX MaTEepHAJIOB
U3BECTHBI B JJAaHHOW OOJIACTM TEXHUKH, HAINPUMEp, pas[esieHHe PaleMUYeCKUX CMeced WM

CTEPEOCENIEKTUBHBIA CUHTe3. MHOrue reomMerpuyeckue H30Mepbl OJe(QUHOB, ABOWHBIE CBA3H
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C=Nu T. 0. TaK’K€ MOTYT MPUCYTCTBOBATb B COCAUHEHHUSX, ONMMCAHHBIX B JAHHOM JIOKYMEHTE, U
BCE Takue CTaOMIIbHBIE N30MEPhI MPEAYCMOTPEHBI B HacToseM n3odperennn. Onucansl yuc u
Mpanc-reOMeTpUUECKe U30MepPbl COEIUHEHUH MO HACTOSIEMY H300pPETEHUI0, KOTOPhIE MOTYT
OBITH BBIIEJTIEHBI B BUIE CMECH H30MEPOB WJIHM B BUAIE€ OTAEJIBbHBIX H30MEPHBIX (POPM.

Paznenenue paneMuUecKUx CMeceil COEIUHEHHH MOKHO NPOBOAWTH JIHOOBIM U3
MHOT'OYHUCIICHHBIX METO/IOB, W3BECTHBIX B JAHHOW oOsactu TeXxHUKU. OOMH METO] BKIIIOYAET
(GpaKLIMOHHYIO MEPEeKPUCTAIUIN3ALMIO C HUCIONb30BAHUEM XHPAIbHOH Pas3fessioIneil KUCIOTHI,
KOTOpasi SIBJIAETCS ONTHYECKH aKTUBHOM CONEOOpasyromie OpPraHHYeCKOW  KHUCIOTOM.
[MonxonsmuMu pa3aesIOIMUMI areHTaMHu JIJIsl METOAOB (PPAaKLMOHHON MepeKpHUCTAILTH3ALHUN
SIBJIIFOTCSI, HANpPUMEpP, ONTHUYECKH AKTHUBHBIE KHCJIOTBHI, Takue Kak D- u L-popMbl BHHHOI
KHUCJIOTBI, JUALETUJIBHHHON KHUCJIOTBI, JUOEH30MJIBUHHONH KHCJIOTBI, MHUHIAQJIBHOW KHCJIOTHI,
S0JIOYHON  KUCJIOTBI, MOJIOYHOH KHCJIOTbI WJIM  PA3JMYHBIX ONTUYECKH  AKTHBHBIX
kamM(opcynbQOHOBBIX ~ KHUCIOT, Takux Kak [-xkamdopcynbdoHoBas kuciora. Jlpyrue
pa3IeNSIoIUe areHThl, OAXOMAIINE Ul METOOB (PPAKIIMOHHOW KPUCTAJUIM3ALIUH, BKJIOYAIOT
CTEPEOM30OMEpPHO UHCThIe (PopMbl o-MeTunOeH3unaamuHa (Hampumep, Gopmsel S u R wmm
OUacTepeoMepHO  YucThie  (opmbl), 2-heHunrmuuuHON, Hopadenpun, >deapuH, N-
MeTHIB (GenprH, UUKIOTeKCHITHIAMUH, 1,2-THaMUHOLMKIIOTEKCAH U T. 1.

Paznenenue pareMuyeckix cMecel TaKke MOJKHO IMPOBOAUTD C TIOMOLIBIO SJIFOUPOBAHUS
Ha KOJIOHKE, 3allOJIHEHHON ONTHYEeCKH AaKTHUBHBIM pPa3leJSIOIIUM areHToM (Hampumep,
OUHATPOOEH30MI(PEHIITIUUHUHOM). [Tonxonsmuii cocTaB 3IIOUPYIOMIETr0 PACTBOPHUTENST MOXKET
OTPENENNUTD CIIELUAIUCT B JAHHOW 00IaCTH TEXHUKH.

B HeKOTOpBIX BapmaHTaxX OCYINECTBJIEHUS COCAMHEHHUS IO HACTOSIIEMY H300pETeHMIO
umeroT (R)-koHpurypauuo. B apyrux BapuaHTax OCYLIECTBIEHMs COEOUHEHUs UMENT (S)-
KoHpurypauuto. B coenuHeHmsx ¢ Oosee 4eM OOHUM XHPAJbHbIM LEHTPOM KaKAbIA U3
XUPATbHBIX IIEHTPOB B COENMHEHHH MOXKeT ObiTh HezaBucuMmo (R) mmm (S), ecnu He ykazaHO
UHOE.

CoenuHeHUs1 O HACTOSIIIEMY H300PETEHHIO TAK)KE BKJIIOYAIOT TayTOMEPHbIE (OPMBL.
TayTromepHbie (HOpMbI BOSHHKAIOT B pe3yJibTaTe 0OMEHa MECTaMU OJJUHAPHOW CBSI3U C COCENHEH
IBOWHOM CBSI3bI0 BMECTE C COIYTCTBYHOWIEH Murpanmedi nportoHa. TayromepHbie (HOpMBI
BKJIFOYAIOT TPOTOTPOITHBIE TAayTOMEPBI, KOTOPBIE SIBISIOTCS COCTOSHHSMH —H30MEPHOTO
NPOTOHHPOBAHUS, HMMEIOUIMMHA OJUHAKOBYIO SMIUPHUYECKYIO (GOopMydy U oOmuil 3apsm.
[IprMepsl TPOTOTPOIHBIX TAYTOMEPOB BKJKOYAKOT Mapbl KETOH-EHOJ, Mapbl aMHI-UMHIHAS
KHCJIOTA, Maphl JJAKTAM-JIAKTUM, TTapbl SHAMUH-UMUH U KOJbIEBbIE (DOPMBI, B KOTOPBIX MPOTOH
MOJKET 3aHMMATh J1Ba UK O0Jiee MOJIOKEHUH B reTepOLMKINYecKol cucteme, Hanpumep, 1H- u
3H-umupazon, 1H-, 2H- u 4H- 1,2.4-tpuazon, 1H- u 2H-uzounnon u 1H- u 2H-nupazon.
TayromepHbie POpPMBI MOTYT HaXOOUTHCS B PABHOBECUN MJIH OBITh CTEPHUYECKH 3a0JIOKUPOBAHBI
B OZHOH (pOpME MOCPENCTBOM COOTBETCTBYIOLIETO 3aMEIIECHNS.

CoenuHeHus, NpeNJIOKEHHbIE B JAHHOM JOKYMEHTE, TaKXe€ MOIYT BKIJIIOYATh BCE
M30TONBI aTOMOB, BCTPEYAIOLINXCS B MPOMEXYTOYHBIX MM KOHEYHBIX COEAMHEHUsX. M30Tombl

BKJIFOYAKOT TE€ aTOMbI, KOTOPbIC HMCHOT OAMHAKOBOC ATOMHOC YUCJIO, HO pa3HbIC MaCCOBBIC
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yrcna. Hampumep, w30TOmBI BOAOpPOAA BKIMOYAOT TpUTHUH W neiirepmit. OnuH nmm Oonee
COCTABJISIFOLINX aTOMOB COECIUHEHUH MO HACTOSIIEMY U300PETEHUIO MOTYT ObITh 3aMEHEHBI UJIH
3aMelleHbl NPUPOJHBIMU WM HENPUPOAHBIMU HU30TONAMM aTOMOB. B HEKOTOpBIX BapHaHTax
OCYILECTBJIEHUsI COCIMHEHNUE COAEPIKUT IO MEHbLIEH Mepe OAWH aToM aenrtepus. Hampuwmep,
OOMH WM OoJjiee aTOMOB BOAOPONA B COCAMHEHUH IO HACTOALIEMY H300pPETEHHIO MOXKHO
3aMeHSITh WIM 3aMellaTh AelrepueM. B HEKOTOpBIX BapHaHTaX OCYIIECTBIEHUS COEIUHEHUE
CONEPKUT JBa HIM Oonee aTOMOB jedrTepus. B HEKOTOpPBIX BapuaHTax OCYINECTBIICHHS
coeauHenue conepxkur 1, 2,3, 4,5,6,7, 8,9, 10, 11 unu 12 aromoB neittepusi. Meroabl CuHTE3a
IUTsL BKJTFOYEHHUS] M30TOMOB B OPraHMYECKHE COSTUHEHUs U3BECTHBI B TAHHOW OOJIACTH TE€XHUKHU
(Deuterium Labeling in Organic Chemistry by Alan F. Thomas (New York, N.Y., Appleton-
Century-Crofts, 1971; The Renaissance of H/D Exchange by Jens Atzrodt, Volker Derdau,
Thorsten Fey and Jochen Zimmermann, Angew. Chem. Int. Ed. 2007, 7744-7765; The Organic
Chemistry of Isotopic Labelling by James R. Hanson, Royal Society of Chemistry, 2011).
MeueHHble U30TOMAMH COEMHEHHS] MOXKHO UCIIONb30BaTh B PA3JIUYHbBIX HUCCIEAOBAHUAX, TAKUX
kak AMP-crieKTpOCKONHsL, S3KCIIEPUMEHTHI IO META0OIM3MY H/HITH aHATHU3BL.

3ameHa Ha Oonee TsDKeNble H30TOMbI, TaKWe Kak IEHTEepHil, MOXXET O0eCHeyuTh
OTpeNeIeHHbIE TEPAEeBTUYECKHE MPEUMYLIECTBa, OOYCIIOBJICHHbIE OONbIIeH MeTadoNInYecKoi
CTa0MJIPHOCTBIO,  HANpUMep, YBEIHMUYEHHBIM BPEMEHEM IIONYXKM3HH 1N VIVO  HJIH
HEOOXOIMMOCTBIO MEHBLINX J03UPOBOK, U, CIENOBATEIBHO, MOXKET ObITh MPEANOYTHTEIBHON B
HeKkoTopbix obcrositenbeTBax. (A. Kerekes et.al. J. Med. Chem. 2011, 54, 201-210; R. Xu et.al.
J. Label Compd. Radiopharm. 20135, 58, 308-312).

B xOHTEKCTe JaHHOIO JOKYMEHTAa TEPMUH «COEAMHEHNE) BKIFOYAET BCE CTEPEON3OMEPHI,
reOMETPUYECKHE H30MEpbl, TAayTOMEepbl U H30TOINBbl M300paKEHHBIX CTPYKTyp. Taxke
HOAPA3yMEBAETCs, YTO STOT TEPMHH OTHOCUTCS K COCAMHEHHSIM 10 HACTOSINEMY M300pETeHHIO,
HE3aBUCUMO OT TOrO, KaK OHHU MOJy4eHbl, HallpuMep, CUHTETUYECKHUM IyTeM, MOCPEACTBOM
Ouonornyeckoro mnporecca (Harnpumep, Meraboau3mMa Uik (HepMEeHTATHBHOTO MpeoOpa3oBaHMs)
WM X KOMOWHAIUH.

Bce coenunenust U ux (papManeBTHUECKU MPUEMIIEMbIE COJI MOTYT HAXOIUThCS BMECTE
C IPYTUMH BELIECTBAMH, TAKUMH KaK BOJa M PAaCTBOPUTENN (HAIPUMEp, THIPAThI U COJIbBATHI),
WIA MOTYT OBITh BbIAENEHBl. B TBEpPIOM COCTOSHHUM OITUCAHHBIE B JAHHOM JOKYMEHTE
COEAVHEHUs] U WX COJIM MOTYT HAaXOAWThCS B pa3jM4YHBIX (oOpMax U MOTYT, HarpuMep,
npuHUMaTh (HOPMY COJBBATOB, BKItOUas runpaTel. COEOUHEHHS MOTYT HAXOOUTBCS B JIFOOOM
TBEpIOH (opMe, TaKOH Kak MOJUMOpP( WM COJBBAT, MO3TOMY, €CJIH SBHO HE YKa3aHO WHOE,
OTCBUIKY B OMHMCAHUHU HA COCOMHEHHUS U MX COJIU CIIeAyeT MOHUMATh KaK BKIFOUAOLIYIO JIFOOYIO
TBEPAYIO (GOPMY COETUHEHHUS.

B HekoTOpbIX BapHaHTaX OCYLIECTBIIEHUS COEOUHEHMs], MpPeNJIOKEHHbIE B JaHHOM
JOKYMEHTE, WJIM HUX COJM SIBJISIIOTCS MO CYLIECTBY BblAeNeHHbIMU. llox «mo cyiecTsy
BbIIEJICHHBIMY» TIOAPA3yMEBAETCs, 4YTO COEAUHEHHE [0 MEHbIIed Mepe YacTUYHO WIH B
3HAYUTENBbHON CTENEeHU OTIENEHO OT OKPYXKarolled cpenpl, B KOTOPOil OHO ObUIO 00pa3oBaHO

WM BbIIBJIEHO. YacTuuHOE pa3aciicHue MOXKET BKIIKOYATb, HANPHUMEP, KOMIIO3HULIUIO,
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o0orameHHy COeANHEHUsIMH 1o n300peTeHnto. CylmecTBeHHOE pa3/ieleHne MOXKET BKIIFOYaTh
KOMITO3ULINH, COAEp Kalue Mo MeHblueld Mepe okojo 50%, no meHblieit Mepe okosio 60%, mo
MeHblel mepe okojo 70%, mo MeHblueil Mepe okoJio 80%, mo MeHbinel Mepe okojio 90%, no
MeHbLIeH Mepe okoso 95%, mo MeHblIel Mepe okono 97% unu no MeHbliel Mepe okosno 99%
IO Macce COeAMHEHUH 1Mo N300PETEHNIO HITH UX COJeil.

BripaskeHne «(papMarieBTHIECKH IPUEMIIEMBIID HCIIONb3YEeTCs B JAHHOM JOKYMEHTE IS
0o0O3HaUeHHsT TeX COEAMHEHMH, MaTepHajioB, KOMIIO3MLUI W/WIN JIEKapCTBEHHBIX (GopM,
KOTOpPbIE C MEAULIMHCKOW TOUKH 3PEHHS SIBJIIOTCS MOAXOSIIUME Uil IPUMEHEHHUS] B KOHTAKTE
C TKaHSMHU JIFOICH U KUBOTHBIX O€3 Ype3MEPHBIX TOKCHYHOCTH, Pa3ApakeHUsi, aJuIepruuecKoi
peakuMy WM OPYyruxX NpoOJieM WM OCJIOKHEHHUH, COpasMepHO Pa3syMHOMY COOTHOIIEHHIO
TMOJIb3a/PUCK.

Hacrosimee wu3o0pereHne Takke BKIOUYAeT (hapMaleBTHYECKH MPUEMIIEMbIE COJH
OMUCAHHBIX B JIAHHOM JIOKYMEHTe COeOMHEeHUH. TepMuH «papManeBTHUECKH INpHEMIIEMbIE
COJI» OTHOCHUTCS K TPOM3BOJHBIM OIMUCAHHBIX COENUHEHHH, B KOTOPBIX UCXOIHOE COEIMHEHUE
MOIU(HUIMPOBAHO TYTEM MNPEoOpPa3OBaHMs CYIIECTBYIOLIETO KHUCIOTHOTO WM OCHOBHOI'O
¢parmenta B ero coneByro ¢(opmy. Ilpumeprsr (apmaneBTHUECKH TNPHEMIIEMBIX COJEH
BKJIFOYAIOT, HO HE OTPAaHUYMBAIOTCS STUM, COJIM MHHEPAJIbHBIX WM OPraHMYECKUX KUCIOT H
OCHOBHBIX OCTaTKOB, TaKMX KaK aMHUHBI, IIEJOYHbIE WM OPTraHUYECKHE COJM KHCIOTHBIX
OCTaTKOB, TAKHX KaK KapOOHOBBIE KUCJOTHI, U T. I. PapMaleBTHUECKH MPUEMIIEMBIE COJIU IO
HACTOSIIEMY M300pPETEHHMIO BKJIIOYAIOT HETOKCHYHBIE COJM HCXOAHOTO  COEOUHEHUS,
o0Opa3oBaHHbBIE, HANPUMEpP, W3 HETOKCUYHBIX HEOPTaHMYECKUX MM OPTraHMYECKHX KHCIIOT.
dapmaneBTUYECKU MPUEMJIIEMbIE COJU 110 HACTOSIIEMY H300PETEHNI0 MOJKHO CUHTE3UPOBATh U3
UCXOJHOTO COEMHEHHMs, KOTOPOe COAEPIKUT OCHOBHOM MJIM KHUCIIOTHBIN ()parMeHT, OOBIYHBIMU
XUMHU4ecKuMH criocobamu. Kak mpaBmiio, Takue CONMM MOXKHO IOJy4aTh IOCPEICTBOM
npoBeneHus: peakuuu (GopM CBOOOAHBIX KHCIOTBI WM OCHOBAHUS OTHX COCOMHEHHH CO
CTEeXUOMETPUYECKUM KOJIMYECTBOM MOOXOASIINX OCHOBAHHSI WJIM KHCJIOTbI B BOAE WJIH B
OPTaHUYECKOM PACTBOPHTENE, WM B MX CMECH; KaK MPAaBHUJIO, MPEATIOYTUTEIbHBIMU SIBIISTFOTCS
HEBOJHBIE Cpenbl, Takhe Kak d(Qup, STUIALETAT, CIOHUPThl (HAPUMEp, METAHOJ, 3TAHOJI,
usonponanoa win Oyranon) win auetoHuTpmt (MeCN). Ilepedrr NOOXOASIIKUX COJIEH MOXKHO
Haiitu B Remington's Pharmaceutical Sciences, 17" Ed., (Mack Publishing Company, Easton,
1985), p. 1418, Berge et al., J. Pharm. Sci., 1977, 66(1), 1-19 u B Stahl et al., Handbook of
Pharmaceutical Salts: Properties, Selection, and Use, (Wiley, 2002). B HekoTOpbIX BapuaHTax
OCYIECTBIIEHHsI OIIMCAHHBIE B JAHHOM JIOKYMEHTE COCIMHEHHUS BKIFOUAIOT (POPMBI N-OKCHIOB.

B HEKOTOpBIX BapuaHTaX OCYLIECTBJICHHsS OIMUCAHHbIE B JAHHOM JOKYMEHTE
dapmanieBTHUECKHE ~ KOMIIO3MIMM  MOTYT  COAEPKaTb  CONb  TAaKOrO  COEOUHEHUS,
NPEATIOYTUTENbHO  (papMameBTHUEeCKM  WiIM  (PU3HUOJNOTHYECKH  NPUEMIIEMYIO  COJIb.
dapmaneBTUYECKHE TIpenaparbl, KakK MPaBHJIO, COAEPKAT OAMH WM Oojiee HOCUTENeH,
SKCLUUMHUEHTOB MM pa3z0aBUTENeH, MOAXOMALINX AN croco0a BBEAEHHUs Iperapara, Oyap TO
NOCPEICTBOM HMHBEKLUH, WHTAJSIIUN, MECTHOIO HAHECEHMs, JaBaka WM IPYTUX CHoCcOoOO0B,

noaxoaAmux i BbI6paHHOFO JICUCHMUS. HOI[XOI[;IH_[I/IG HOCUTCIIN, OKCHUIIMCHTBI HJIA
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pa3baBuTenu (B3aMMO3aMEHSEMO HCIIOJIb3YeMble B JaHHOM JOKYMEHTE) M3BECTHBI B JaHHOU
00J1acTH B OTHOIIEHUH UCTIOJIB30BAHUS B TAKUX CIIOCOOAX BBEIEHMSI.

IMonxomsmue ¢apMaleBTHUECKHE KOMIIO3ULMM MOXHO COCTaBJISATH  Croco0amu,
W3BECTHBIMH B JAHHOM 00JaCTH TEXHMKH, a CIIOCOOBI MX BBEIEHUS M J03bI MOKET ONPEAETIUTh
NPaKTUKYIOIUH crieruanuct. [l napeHTepalbHOro BBEACHUS COEqUHEHNE MOXKHO PacTBOPSTh
B CTEpWIbHOW BOAE, (HU3HOJOTHYECKOM pacTBOpe WIN (papMaLEBTHYECKH NPHEMIEMOM
HOCHUTEJIe, UCIIOJIb3YEMOM JJIsi BBEJIEHUs] HEPACTBOPUMBIX B BOJE COEIUHEHMH, TAaKUX KaK Te,
KOTOpble MCIONB3YIOT Ui BuUTamuHa K. J[ns SHTepanbHOTO BBEAECHUS COCAHMHEHHE MOXKHO
BBOIUTH B TabJIeTKe, KAICyJie WJIM PacTBOPEHHBIM B >Kunkoi (opme. Tabnerka uiam KamcyJa
MOTYT OBITh TTOKPBITHI SHTEPOCOIOOUTBHONU 000JI0YKOM MM MOTYT OBITh MPENCTaBJIEHbI B BUJIE
KOMITO3UIIUH JJIsl 3aMEJICHHOTO BbICBOOOKIeHHs. M3BECTHBI MHOTHE MOIXOASIIUE COCTABBI,
BKJIFOYAsl MOJMMEPHBIE WM OEJIKOBbIE MUKPOYACTHIIBI, MHKAICYJIHPYIOIIHE BBICBOOOKAAEMOE
COEAMHEHUE, Ma3H, MAaCThbl, T'eJId, TUAPOTEIH WU PAaCTBOPBL, KOTOPbIE MOKHO HCIIOJIb30BATh
MECTHO WJIM JIOKQJIbHO Uil BBeHEeHMs coenuHeHus. Jlnsi obecriedeHus BBICBOOOXKICHHS B
TEYEHHE JUTUTEIBHOTO MEePHOAa BPEMEHH MOXKHO HCIOJIB30BATh IUIACTBIPb WJIM UMILIAHTAT JJIS
3aMEUIEHHOTO BBICBOOOXIEHUsl. MHOTHME METONMKH, W3BECTHBbIE CHENUAINCTY B JaHHOH
oOnactu TexHuKH, ommcaHbl B Remington: the Science & Practice of Pharmacy asropcTsa
Alfonso Gennaro, 20" ed., Lippencott Williams & Wilkins, (2000). Ilpemapartsl s
MapeHTEPATbHOTO BBEICHUS MOTYT, Harpumep, comepkaThb SKCLUTNHEHTHI,
NOJIMAJIKMJICHTJIUKOIH, TaKue KaK MOJHSTHUIICHTJIMKOJb, MAcya PACTUTEIBHOTO MPOHCX OXKIEHHS
WIN TUApPUpOBaHHbIE HadTanuHbl. [ KOHTPOJS BBICBOOOXKAEHHS COEOUHEHUH MOXKHO
UCITIONBb30BaTh  OMOCOBMECTUMBIH  OuOpasjaraeMblii  JIAKTUAHBI — MOJNUMEP,  COMNOJIHMED
JAKTHUL/ TIIUKOJIU/L WIIHA NOJIMOKCUA TUIIEHITOIMOKCUIIPOTIHIIEH. JIpyrue moTeHIHuanbHO IPUroHbIE
NapeHTepalibHble CUCTEMbI JOCTaBKU JUISI MOAYJMPYIOIIUX COEAMHEHUI BKIIIOYAIOT YaCTHIIBI
CONOJIMMepa STUJICH-BUHIJIALETaTa, OCMOTUYECKNE HACOCHI, MMILIAHTHPYEMble MH(Y3HOHHBIE
CHCTEMBI U JIMNIOCOMBI. [Ipenaparsl 111 HHTAJISLIA MOTYT COAEPKATh SKCLUMTUEHTDI, HAIPUMEP
JIAKTO3y, WU MOTYT TMpPEACTaBIsITh COOOH BOAHBIE PACTBOPBL, COAEpIKAIIMEe, HATpUMep,
NOJIMOKCUATUIICH-9-1aypriIoBbId  3(Up, TIIMKOXOJAT W JAE30KCHUXOJAT, MOTYT MpPEICTaBIISThH
co0ol MacysiHbIe paCTBOPBI I BBEICHUS B BUJI€ HA3aJbHBIX Karelb, MJIH MOTYT HaXOAHUTHCS B
BUZE TeJIs.

«I¢heKkTHBHOE KOJIMUECTBO» (hapMalleBTHUECKOH KOMIO3HUIMK, OMHUCAHHONH B JaHHOM
IOKYMEHTE, BKIIOYAeT TEPareBTUUYECKH 3(P(PEKTUBHOE KOJHMUECTBO WM NPOPHIAKTHUECKH
s¢pdexTuBHOe KOMuecTBO. «TepameBTudecku 3>()QPEeKTUBHOE KOJUYECTBO» OTHOCUTCS K
KOJINYECTBY, 3(P(PEKTUBHOMY B JO3UPOBKAX M B TEUEHHE NMEPHOAOB BPEMEHHU, HEOOXOIUMBIX IS
TOCTIDKEHUST KEJIAaeMOT0 TEePareBTHYECKOrO Pe3yJIbTaTa, TAKOro KaK YMEHBLICHHE pa3Mmepa
ONyXOJIM, YBEJIWYCHHE MPOAODKUTENBHOCTH JKM3HU HIJIM  YBEJIHYEHHE  OXHUIAeMOM
NPONOJDKUTENBHOCTH KHU3HH. TepameBTudecku 3PpPeKTHBHOE KOJIMUYECTBO COENUHEHHSI MOKET
BapbUPOBATHCS B 3aBHCUMOCTH OT TaKHX (PaKTOPOB Kak OOJIE3HEHHOE COCTOSIHHE, BO3PACT, IOJ U
Macca CyOBeKTa, a TakyKe CIIOCOOHOCTb COEIMHEHNS BbI3bIBATh HEOOXOMMBII OTBET y CyOBEKTA.

Cxembl BBCACHHS MOKHO KOPPEKTHUPOBATH AJIA obecrneyeHrsi ONTUMAJILHOIO TEPANCBTUYICCKOI'O
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orBera. TepameBTuuecku 3(P(HEKTUBHOE KOJHMHYECTBO TAKXKE SIBISIETCS TAKHM, NPH KOTOPOM
mo0ble TOKCHYHBbIE WM BpenHble 3(p(EKTbl COSTUHEHHs MEPEBELINBAIOTCS TEPANEBTHUECKU
OnaronpusitibiMU 3¢ dexramu. «IIpopunakruueckn >3PpQPeKTHBHOE KOIUYECTBO» OTHOCHTCS K
KOJINYECTBY, 3PEKTUBHOMY B JO3UPOBKAX U B TE€UEHHE NMEPHOAOB BPEMEHHU, HEOOXOUMBIX IS
TOCTHDKEHUS JKEJIaeMOro Mpo(UIAKTHYECKOrO pe3yJIbTaTa, TaKOro Kak yMEHbILIEHHE pa3sMmepa
ONyXOJiel,  yBEeNMYEHHE  MPOAOUKUTENIBHOCTH  JKU3HHM,  yBEJIHMYEHHE  OXHUIAeMOi
MPOAOJDKUTEIPHOCTH KU3HU WIH TNPENOTBpallleHue MPOrpecCUPOBAaHUS paka MpPeNCTaTeNbHOM
JKene3bl 110 aHApPOreH-He3aBUCUMOW ¢opmbl. Kak mpaBmio, NpopUIAKTUYECKYIO A03Y
UCTIOJIB3YIOT B Cily4ae CyOBeKTOB OO WJIM Ha OoJjiee paHHel craauu 3a00JieBaHUs, MO3TOMY
npoduaakTuIecku 3(QPEeKTUBHOE KOJIUYECTBO MOKET ObITh MEHBIIMM, YeM TeparieBTHYECKH
3¢ pexTHBHOE KOJTHUYECTRO.

Crnenyer OTMETUTh, YTO BEJIMYUHA JO3UPOBKH MOXKET BapPbUPOBATHCS B 3aBUCHMOCTH OT
TSDKECTH COCTOSIHUSI, KOTOpoe HeoOxomumo obnerduth. Jjis mo00ro KOHKPETHOro CyObekTa
KOHKPETHBIE PEXKUMBI JO3UPOBKH MOKHO KOPPEKTUPOBATH C TEUEHUEM BPEMEHH B COOTBETCTBUU
C WHAWBHIYaJbHOH TMOTPEOHOCTBIO U MNPOQPECCHOHANBHBIM CY)KASHHEM JIMLA, BBOMSIIETO
KOMITO3UIIMM WJIN KOHTPOJHPYIOLIEr0 BBEACHHE KOMIO3MLMH. JlMama3oHbl JO3UPOBOK,
yKa3aHHbIE B JAHHOM JOKYMEHTE, SIBJISIFOTCS] UCKIFOYUTENIFHO MPUMEPaMU U HE OTPaHUYUBAIOT
IMara3oHbl JIO3UPOBOK, KOTOPBIE MOTYT BBIOMpPATh NPaKTUKyOLMe Bpauu. KommuectBo
AKTUBHOTO COENMHEHUs (COSIUHEHNH) B KOMIIO3UIIMA MOXET BapbHUPOBATHCS B 3aBUCUMOCTH OT
Taknux (PakTOpOB Kak OOJIE3HEHHOE COCTOSIHHME, BO3pAacT, MOJ M Macca cyObekra. Cxembl
BBEICHUSI MOXKHO KOPPEKTHPOBATH JUIsl OOECIIEUeHHsI ONTUMAJIBHOTO TE€PANIEBTUUECKOTO OTBETA.
Hanpumep, MOKHO BBOAUTH OAHY OOJIIOCHYIO 03y, MOJKHO BBOJIUTH HECKOJIBKO pa3AeleHHbIX
7103 B T€UEHHE HEKOTOPOro BPEMEHM WJIM K€ J03y MOXKHO IMPONOPLIUOHATIBHO YMEHBIIATh HIIN
YBEJIMYNBATh B 3aBHCUMOCTH OT TNOTPEOHOCTH, CBSI3aHHOH C TEpaneBTHYECKOH CHTyarmeil.
[IpeumymecTBO MOXeT oO0ecrneYnBaTh HM3TOTOBJCHUE MMAPEHTEPAJIbHBIX KOMIIO3UIMI B
€IMHUYHOM JO3UPOBAHHOMN (popMe 1Jist yIoOCTBa BBEACHHS U OTHOPOAHOCTHU TIO3UPOBKH.

OnucaHHbIE B JAHHOM JIOKYMEHTE COSAMHEHHUS] MOJKHO BBOAUTH CyOBEKTY. B KOHTEKCTE
JAHHOTO JIOKYMEHTA «CyOBEeKT» MOXKET MPEICTABIATh COOON YeNlOBeKa, OTIMYHOIO OT YeJIOBEKa
NpUMaTa, KpbICYy, MBIIb, KOPOBY, JIOLIagb, CBUHBIO, OBILy, KO3y, cOOaKy, KOWKYy U T. 1. B
HEKOTOPBIX BAPHAHTAX OCYINECTBJIEHUs CyOBEKT MPENCTaBIsAeT COOO0I YenoBeka.

Hcnonp3yembie oTpeneseHus BKJIFOYAIOT  JIMTaHJ-3aBHCUMYIO AKTUBALHIO
anaporeHoBoro peuenrtopa (AR) annmporeHamm, Takumu kak puruaporectocrepon (DHT) wm
cunternueckuii anaporeH (R1881), ucmonb3yemblii B HCClieAOBaTEIbCKUX Mesix. Jluraum-
He3aBucUMasi aktuBauus AR OTHOCUTCS K TpaHcakTuBauud AR B OTCYTCTBHE aHIpOreHa
(MuraHma) MOCPENCTBOM, HAMPUMEpP, CTUMYJSIUUU TyTH CAMP-3aBUCHMON TNpPOTEMHKHUHA3BI
(PKA) popckomrom (FSK).

Hekoropble coenuHeHHss W KOMIO3WLIMM, OMHCAHHBICE B JAHHOM JIOKYMEHTE, MOTYT
MPEMATCTBOBATh MEXAaHU3MY, XapPaKTEPHOMY JJIsl JIMTAHA-3aBUCUMOW aKTUBALMU (HAIpHUMeEp,
IOCTYITHOCTH JUraHacBs3biBaromero nomena (JICJ) nis annporeHa) wiM JIUrasa-He3aBHCUMON

akTuBanuu AR.
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B AAHHOM JOKYMECHTC OIMCAHBI PA3JIMYHBIC aJIbTEPHATUBHBIC BAPpUAHTHI OCYIICCTBJICHUA
U TpuMepbl u3o0pereHus. Takue BapUaHTBl OCYIIECTBICHHUS M TPUMEPBHI  SBISIFOTCA
HUIJTFOCTPAaTUBHBIMU u HE JOJI’KHBI HNCTOJIKOBBIBATHCS KakK OrpaHUYMBArOIIUEC O6’beM
n300peTeHusl.

Coeounenus

B OOHOM aCIICKTEC B JAHHOM JOKYMEHTEC NPCITIOKEHO COCANHEHNE (bOpMy.HbI I:
1 D
R .‘B.ﬂ' Q‘B[ Rg.
ll
- AI ;’)\
RZ™ ™ XN
b

Y-Z‘-:Z

Rd

@D

WK ero papMaleBTUYECKU MpuemMiieMasi CoJib,

rme

=== npexacTaBisieT coOON HEOOA3aTeTPHYIO TBOMHYIO CBSI3b;

A mpencrasisier codoit N unu CH;

A’ mpencrasisier coboii N mwin C, mpudem korma A’ mpexncrasisier coGoit N, R?
OTCYTCTBYET,

B mpencrasmsier coboii N wim C, npuuem korma B mpencraemser coGoit N, R
OTCYTCTBYET,

B’ mpencrasnsier coboii N, CH wiu CRIO;

D npencrasmsier codoit N, CH unmu CRIO;

X npencrasiser coboit N wm C,

Y npencrasisier coboit CH, C-CH3 mnu N;

Z npencrasisier coboii O, NH unu NR';

R' BbIGpan u3 rpymmsl, cocrosimeii u3 H, ranorena, N(RS)Z, OR’, SR’, C ankuna, Cag
ankenwna, C,¢ ankunmna, Ci¢ ramorenankuna, Cig ankokxcw, Cs.jo mukjgoankuia, 3-10-
yineHHoro rerepouukioankmna, Ceio apuna, 5-10-unennoro rerepoapmia, CN, NO,,
N(R)CO)R’, COR’ u SO.R’, MpUYeM  aJKWJ, AJKEHWI, AaJKUHWI, LUKJIOAJIKHUI,
reTepPOLMKIIOANKIII, apWJI U reTepoapuil HeoOs3aTeNIbHO 3aMeleHbl OJHUM, IBYMS WJIH TPeMsI
RS

R’ BBIOpaH U3 TPYIMIBI, cocrosiiei u3 H, ramorena, N(Rs)z, OR’, SR’, C ankuna, Cag
ankununa, Coe ankunmna, Ci¢ ranoreHankuia, Cig ankokcu, Cs 9 umkigoankuia, 3-10-
yieHHoro rerepouukioankuna, Ce 1o apuna, 5-10-unennoro rerepoapuia, CN, NO, u SO.R’,
NpUYeM aJKWi, aJKUHWI, AJKUHWI, LUKIOAJKWJ, TeTEPOLUKIIOATKUI, apwil U TeTepOapu
HeOGsI3aTeNbHO 3aMeIleHbl OMHIM, ABYMst win Tpemst RY;

B anbrepHaTMBHOM Bapuante R' u R? BMmecre ¢ aromMamu, K KOTOPHIM OHH
MIPUCOEIUHEHBI, HE00s3aTeIbHO 00beIUHEHBI ¢ 00pa3oBaHueM 4-10-4JIeHHOro KOJIbLia, KOTOPOe
KOHICHCHUPOBAHO CO CMEXHBIM KOJBLOM, mpudeM 4-10-uieHHOEe KONbLO HeoOs3aTeNIbHO

COIEPKUT OJIUH, ABA WIM TPU rerepoaroma U 4-10-ujeHHOE KOJBIO HEOOA3aTENbHO 3aMELIeHO
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OITHUM, JIBYMSI, TPEMSI WJTH YEThIPbMSI R’

kaxnpii u3 R u R* vezasucumo BbIOpaH u3 rpymsl, coctosmeit u3 H, C;3 amkuna, Ceo
apwia u 5-10-4JIeHHOTO reTepoapua,;

IIpUYEM KOraa R’ npezacrasisier coboit H, R* ne npexacrasisier coboit H, a xornma R*
npencrasmser coboii H, R’ ne mpencrasmser coGoii H;

B aJbTEPHATUBHOM BapUaHTE R¥ u R* Bmecre ¢ aTOMaMH{, K KOTOPBIM OHH
IPUCOETMHEHBI, HeoOs13aTeNIbHO 00BeTUHEHBI ¢ 00pa3oBaHueM S-10-4IeHHOro KOJbIIa, KOTOPOe
KOHIEHCUPOBAHO CO CMEXHBIM KOJIBLIOM, mpudeM S5-10-d4ieHHOEe KOJNbLO HeoOs3aTeNIbHO
COZIEPKUT OJIMH, JIBA WJIM TPHU rerepoatroMa U S5-10-4yieHHOE KOJBbIO HeOoOs3aTeIbHO 3aMeIeHO
OJTHUM, IBYMSI WUJTH TPEMSI R

Kaxpii R? He3aBHCHMO B KaXIoM ciy4ae BbIOpaH u3 rpymmsl, coctosmeit us CN, OH,
SO,Cy 3 ankuna, NH,, NH(C; 3 ankun), N(Cy3 ankun),, NO,, CORQ, COZRQ, OSOsH, ranoreHna,
Ci5 ankuna, C;3 ankokcy, C;3 rajgorenankuia, Ci3 aakuin-NH,, C; 3 anxkun-NH-C, 3 ankwuna,
Cs0 mmknoankuna, 3-10-unennoro rerepouuknoankuna, Ceio apuna, S-10-unmeHHOTO
rerepoapmia u Ci3 rajoreHalKuia, KasKIbIi R’ HE3aBUCHMO B KaXIOM ciy4ae BbIOpaH W3
rpynmbl, cocrosimmet u3 H, C¢ ankumna, C3 ramorenankuna, Cjs ankuin-O-Ci3 ankuna, Cig
ankwi-OH, C;3 amkun-NH,, Ci3 ankun-N(Cy3 anxun),, Csqo umkinoankuia, 3-10-wieHHOTO
rerepounkyoankmia, NHy, NH(Ci3; anmkmn), N(Cis amkun),, Ce.o apuna u 5-10-uieHHOTO
rerepoapwia, MPUYEeM QJKWI, LHUKJIOAJKHWI, TEeTePOLHKIOANKIUL, apwil € TeTepoapuil
HeoOs3aTeIbHO 3aMEeIeHbI OJTHUM, IBYMS WJIH TPEMSI RS

Kaxblii R’ HE3aBHCHMO B KasKIOM ciyudae BbIOpaH u3 rpymnmel, cocrosmeit u3 H, Cig
ankuna, Cis ramorenankmia, Ci; ankuia-O-C;3 ankuna, Cig ankun-OH, Ci3 ankun-NH,, C;3
ankwi-N(Cj.3 ankun),, Cs o uuknoankuna, 3-10-unenHoro rerepouunknoankuna, NHy, NH(C) 3
ankmwi), N(Ci3 ankwmn),, Ceio apuna u 5-10-uneHHOro rerepoapuia, NpUYEM ATKUJ,
LUKJIOAJIKUJI, TETEPOLIMKIIOATKIII, apHJI U reTepoapuil HeoOs13aTesIbHO 3aMEIeHbl OJHUM, JIBYMsI
WUJIU TPEMs R®;

kasknbii R® He3aBUCHMO B KaskIOM cilydae BbIOpaH W3 TPYIIIbI, COCTOSIIEH U3 rajioreHa,
OH, NH,, NH(C;3 anxun), N(C3 ankun), NO,, COR®, CO,R®, OSOsH, C,; ankumna, Ci.s
ankokcu, Ci3 ranorenankmna, Ciz ankun-O-Ci3 ankuna, Ci; ankun-NH,, Ci3 anxkun-N(Ci;
aJIKW ), ¥ 3-10-4JI€HHOTO reTepOLMKIIOANKIIIA,

Kakaplii R’ HE3aBHCUMO B KaKIOM ciy4ae BbIOpaH W3 Tpymmbl, cocrosimend u3z Ci;
ankuna, Ci3 ankmi-OH, Ci; anKI/m(beHI/m—RQ, Ci3 ankokcu, Ci3 ankun-O-Ci; ankuna, Cij
ranorerankmna, Cs jo muknoankmna, 3-10-unenHoro rerepouukioankmia, Ce o apuna u 5-10-
yjieHHoro rerepoapuia, =0, ranorena, OH, NH,, NHR9, NHC(O)RQ, NO,, COR’ u C02R9;

KasKIbIA R® nesaBucumo B KOKIOM CiIy4ae BbIOpaH W3 rpymisl, cocrosimei n3 H, NH,,
NH(C,3 ankwmn), N(Cy3 ankun),, Ci 3 ankuna, Cy.3 ankokcu, C 3 ankun-OH, Cy3 ankun-O-Cj 3
ankwna, Cs.o mukmnoankmna, Ce 19 apuia, C(O)Cy.3 ankmna u 5-10-4yeHHOro reTepoapuia;

KasKIbIA R’ HesaBUCHMO B KOKIOM Ciy4ae BbIOpaH W3 rpymibl, cocrosimei u3 H, NHa,
NH(Ci.3 ankwmn), N(Cy3 ankun),, Ci3 ankuna, Ci.3 ankokcu, Cy3 ankun-OH, Ci3 ankun-O-Ci3

ankwuna, Cs.1o muknoankmna, Ce 109 apuna, C(O)Cy.3 ankuna u 5-10-uneHHOro rerepoapmia; u
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R'" Bribpan u3 rpymmsl, cocrosmeii u3 Ci.3 ankuna, Cy¢ ankmn-OH, C).3 rajoresankina,
ranioreHa, Csp wmukimoankwna, 3-10-ujgeHHOro  rerepouukiIcankuia, S-10-umeHHOro
rerepoapuna, OH, NH,, NO,, COR! u COZR”, MPUYEM TeTePOLUKIIOAIKIIT HEeOOS3aTeNIbHO
3amereH Ci.3 aIKUIIOM;

B aJbTEPHATUBHOM BapuaHTe, korga B mpexncrasisier coOoii CR" u D NPECTaBIISIET
coboit CR', nea R Bmecre ¢ aromamm, k KOTOPBIM OHHM HPUCOEIUHEHBI, HEeOOS3aTeIbHO
o0BbenuHeHbl ¢ 00pa3oBaHueM 4-10-4IeHHOTO KOJIbIA, KOTOPOE KOHIEHCHPOBAHO CO CMEKHBIM
KOJNbLOM, mpuueM 4-10-uieHHOe KOJBIO HeoOs3aTeNbHO COAEPIKUT OJAHMH, J1BA WJIH TPH
rerepoaTroma; u

R BbIOpaH u3 rpymmbl, coctosimed u3 H, C; 3 ankuna, NH,, NH(C; 3 ankun) u N(Cy3
AJTKILIT ).

B omHOoM BapuaHTe ocCymecTBieHHs coenuHeHue Gopmynbl I mpeacrabiseT coOoi

coennHeHne GopmyJer 11

T ™
RE A.-"" 1 @
Y

(II)

WK ero (papMaleBTHYECKH MTPUEMIIEMYIO COJIb;

rae

=== npexacTasisieT coO0H HEeOOA3aTeIbHYIO TBOHHYIO CBSI3b;

A mpencrasisier codoit N unmu CH;

B’ npencrasnsier coboii N, CH unu CR';

D npencrasmsier coboii N, CH unu CRIO;

Y npencrasnsier coboit CH umu N;

Z npencrasisier codoit NH umu NRIO;

kosbiio C mpencrasisier co0OM O-4JIeHHOE KOJbLIO, KOTOPOE HEOOs3aTeIbHO COHMEPIKUT
OJIMH, J1Ba UJIK TPHU reTEPOATOMA,;

R! BbIOpAaH U3 TPYIIBI, cocTosiiiel u3 H, ramoreHa, N(RS)Z, ORS, SRS, Ci6 ankuna, Cog
ankenwna, C,¢ ankunmna, Ci¢ ragorenankuna, Cig ankokcw, Cs.jo mukjgoankuia, 3-10-
yieHHoro rerepouukioankmna, Ceio apwna, 5-10-unennoro rerepoapuia, CN, NO,,
N(R)C(O)R’, COR’ u SO.R’, MpUYeM  aJKWJI, AJKCHII, AQJKUHWI, LUKJIOAJIKUI,
reTePOLMKIIOANIKIII, apWI U TeTepoapui HeoOs3aTeNbHO 3aMEeIeHbl OJHUM, IBYMS WJIH TPeMsI
R6;

R? BbIOpaH U3 TPYIIBI, cocTosimel u3 H, ramorena, N(RS)Z, ORS, SRS, Ci6 ankuna, Cog
ankuamna, C,¢ ankunmna, Cie ranoreHankuia, Cig ankokcu, Csq9 umkigoankuia, 3-10-
yjIeHHOro retepouukioankuna, Ce1o apuna, 5-10-unennoro rerepoapmia, CN, NO, u SO.R’,
NpUYeM aJIKWI, AJIKUHII, AJIKUHWI, TUKJIOAJKWI, TeTEePOLUKIOATKUI, apil U TeTepoapul
Heo0s13aTeNIbHO 3aMEeIEeHbI OTHUM, ABYMSI HJTH TPeMs RS

1 2
B AQJbTCPHATHUBHOM BAapHUAHTEC R m R” Bmecte ¢ arOMaMHt, K KOTOpPbIM OHH
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MPUCOEINHEHBI, He00s3aTeIbHO 00beIUHEHBI ¢ 0Opa3oBaHueM 4-10-4JIeHHOTO KOJIbLIA, KOTOPOe
KOHICHCHUPOBAHO CO CMEXHBIM KOJIbIOM, mpudeM 4-10-uieHHOe KONbLO HeoOs3aTeNIbHO
COIEPKUT OIWH, J1Ba WM TPHU rerepoatroma U 4-10-uieHHOE KOJBIO HEOOS3aTeNIbHO 3aMeIEeHO
OJTHUM, ABYMSI, TPEMSI UJIH YE€THIPbMSI R’;

KaXIbIi R® HE3aBHCHMO B KaXIOM ClIyuae BRIOpaH u3 rpymmsl, cocrosmeii u3 CN, OH,
SO,C 3 ankuna, NHy, NH(C3 ankui), N(Cy_3 ankun),, NO,, COR’, C02R9, OSOsH, ranorena,
Ci3 ankuna, Cy3 ankokcu, Ci3 ranoreHankuna, C; 3 ankun-NH,, Ci3 ankun-NH-C; 3 ankuna,
Cs0 mwmknoankuna, 3-10-unenHoro rerepouuknoankuna, Ceio apuna, 5S-10-dnmeHHOTO
rerepoapmia v Ci3 rajoreHajkuia, KasKIbli R’ HE3aBUCHMO B KakIOM ciy4ae BbIOpaH u3
rpynmbl, cocrosimmet u3 H, Ci¢ ankuna, C;3 ramorenankuna, C s ankuin-O-Ci3 ankuna, Cig
ankwi-OH, C;3 amkun-NH,, Cis ankun-N(Cy3 ankun),, Csqo umkinoankuia, 3-10-4ieHHOTO
rerepounkioankmna, NHy, NH(Cy 3 ankun), N(Cis amkun),, Ce.1o apwna u 5-10-uneHHOTO
rerepoapuiia, TMPUYEM aJKWI, LHUKJIOAJKHI, TEeTePOlUKIOANKII, apuil U TeTepoapul
HeoO0s3aTeIbHO 3aMEeIeHbI OJTHUM, IBYMS WJIH TPEeMsI RS

kasknbii R® HE3aBHCHMO B KaXIOM ciydae BbIOpaH U3 TPYIIBI, COCTOSIIEH U3 TajloTeHa,
OH, NH,, NH(C;3 amkun), N(Cy3 ankun),, CORS, COZRS, Ci3 ankuna, Ci3 ankokcu, Cij
raynoreHankmia, C; 3 ankun-O-Cy 5 ankuna, Ci3 ankuwi-NH,, Cy3 anxun-N(Cy3 ankwn), u 3-10-
YJIGHHOTO TeTePOIMKIIOATKIIIA;

kaxaplii R’ HE3aBHCHMO B KaKIOM ciydae BbIOpaH W3 rpymmbl, cocrosimend u3z Ci
ankuna, Cis ankmn-OH, Ci3 ankokcu, Cis3 ankun-O-Ci3 ankmna, Ci3 ramorenankuina, Cs.p
nukioankuia, 3-10-unenHoro rerepouuknoankuia, Ce 1o apuna u S5-10-4seHHOro rerepoapuia,
=0, ranorena, OH, NH,, NHC(O)R’, NO,, COR’ u CO,R’;

kaknbii R® HezaBuCHMO B KaxaIoM ciydae BbIOpaH u3 rpynmbl, coctosimei u3 H, NH,,
NH(C, 3 ankwun), N(Cy.3 ankwmn),, Ci3 ankuna, Cy3 ankokcu, Ci3 ankun-OH, Ci3 ankun-O-Cy 3
ankuna, Cs.o uuknoankuna, Ce.19 apuna, C(O)Cy.3 ankumna u 5-10-4ieHHOro reTepoapunia,;

KasKIbIi R’ HezaBHCHMO B KOKIOM Cjy4ae BbIOpaH W3 rpyrmisl, cocrosinei u3 H, NH,,
NH(C,3 ankwun), N(C,5 ankun),, Cy3 ankuna, Cy3 ankun-OH, Cy3 ankun-O-Cy 3 ankuna, Cs g
ukgoankuia, Ce 19 apuna, C(O)Cy3 ankuia u 5-10-4IeHHOTO reTepoapuia,

RY BbIOpaH U3 rpymbl, cocTosmed u3 Cy 3 ankuna, Ci¢ ankuia-OH, Cy 3 ranoreHankuna,
ranoreda, Cs o wukmoankwna, 3-10-ujgeHHOro  rerepouukiIcankuia,  S-10-dmeHHOTO
rerepoapmna, OH, NH,, NO,, COR!'"! u COZR”, MPUYEM TeTePOLMKIIOANKIIT HEeoOsI3aTeIbHO
3amelneH Ci_3 aJKUIoOM;

R BbIOpaH w3 rpynmsl, coctosimedd u3 H, C;; ankuma, NH,, NH(C; 3 ankun) u N(Cy3
aNKW),; |

n paBHo 0, 1, 2 unm 3.

B npyrom acnekxre ¢opmyisl II, Z npeacrasnser codoit O, S, NH wnmn NR'; MIPU 3TOM
OCTaJIbHbIC TIEPEMEHHBIE ONPEEIICHBI BBILIE.

B npyrom BapuanTe ocyuiecTBiieHusi coenuHenune ¢opmysbl [ mpencrasisier coOoit

coennneHue Gopmyder I11:
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(R}

(11T

Win ero (hapMaleBTHUECKU TPUEMIIEMYIO COJIb;

rae

=== npexacTaBisieT coO0N HEOOA3aTETbHYIO JBOMHYIO CBSI3b,

A mpencrasisier codoit N unmu CH;

B’ mpencrasmnsier coboii N, CH wiu CRIO;

D npencrasmsier codoit N, CH unmu CRIO;

Y npencrasnser coboit CH nmm N;

Z npencrasisier codoit NH umu NRIO;

kosbio C mpencrasisier co0Ol O-4JIEHHOE KOJBLIO, KOTOPOe HEeOOsI3aTENbHO CONEPIKHUT
OJIMH, JIBa WJIM TPU T€TEPOATOMA,;

koibio E mpencraensier cobol O-4yieHHOE KOJBLO, KOTOPOe HEOOsI3aTEbHO CONEPIKHT
OJIWH, JIBa WJIK TPU T€TEPOATOMA,;

KaxIbii R? He3aBHCHMO B KaXIoM ciydae BbIOpaH u3 rpymmsl, cocrosmeit u3 CN, OH,
SO,Cy3 ankmna, NH,, NH(C; 3 ankun), N(Cy3 ankwun),, NO,, CORQ, COZRQ, OSOsH, ranorena,
Ci3 ankuna, C;3 ankokch, C;3 rajgorenankuia, Ciz aaxkuin-NH,, C;3 anxkun-NH-C3 ankuna,
Cs.0 umknoankuna, 3-10-unenHoro rerepouuknoankuna, Ceio apuna, 5S-10-uneHHOrO
rerepoapmia u C;_3 raJJOreHaJIKUIa,

Kaxablii R’ HE3aBHCHMO B Ka)KIOM cinydae BbIOpaH u3 rpymmbl, coctosuer uz Cj
ankuna, Ci3 anxkmwi-OH, C;3 ankokcu, Ci3 ankmn-O-C;3 ankuna, Ci3 ranoreHankuna, Cs i
nukJoankuia, 3-10-unennoro rerepouukinoankuia, Ce.1o apuna u 5-10-ujgeHHOro rerepoapuia,
=0, ranorena, OH, NH,, NHC(O)R’, NO,, COR’ u CO,R?;

KasKIbIA R’ HesaBuCHMO B KOKIOM Cjy4ae BBIOpaH U3 rpymimbl, cocrosiuein us H, NH,,
NH(C, 3 ankwmn), N(C,5 ankun),, Cy3 ankuna, Cy3 ankun-OH, Cy3 ankun-O-Cy 3 ankuna, Cs
ukgoankuia, Ce 19 apuna, C(O)Cy3 ankuia u 5-10-4IeHHOTO reTepoapuia,

RY BbIOpaH U3 rpymnmsl, cocTosmed u3 Cy 3 ankuna, Ci¢ ankui-OH, Cy 3 ranoreHankuna,
ranoreda, Cs o wukmoankwna, 3-10-ujgeHHOro  rerepouukiIocankuiia,  S-10-dneHHOTO
rerepoapuna, OH, NH,, NO,, COR!'"!' u COZR”, MPUYEM TeTePOLUKIIOANKIIT HEeOOs3aTeNIbHO
3amelneH Ci_3 aJKUIoM;

R BbIOpaH u3 rpynmsl, coctosimed u3 H, C;; ankuma, NH,, NH(C; 3 ankun) u N(Cy3
ANKWI),;

mpaBHo 0, 1,2, 3 wm 4; u

n paBuo 0, 1, 2 wnm 3.

B npyrom BapuanTe ocyuiecTBiieHusi coenuHenune ¢opmysbl [ mpencrasisier coOoit

coenuHenune Gopmyisl [V:
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(IV)

Wi ero (HapMaLeBTHUECKU TPUEMIIEMYIO COJIb;,

rae

=== npencrapjsieT coO0l HeOOsM3aTeIbHYIO TBOMHYIO CBSI3b;,

A mpencrasisier codoit N unmu CH;

B’ mpencrasnsier coboii N, CH wiu CRIO;

D npencrasmsier codoit N, CH unmu CRIO;

Y npencrasnser coboit CH nmm N;

Z npencrasisier codoit NH umu NRIO;

kosbio C mpencrasisier co0Ol O-4JIEHHOE KOJBLIO, KOTOPOe HEeOOsI3aTENbHO CONEPIKHUT
OJIMH, JIBa WJIM TPU T€TEPOATOMA,;

kosbio F mpencrasisier co0oit S-ujeHHOE KOJBIO, KOTOPOe HEOOS3aTeIbHO CONEPIKHT
OIIMH WJIH JIBA T€TEPOATOMA,;

KaxIbii R? He3aBHCHMO B KaXIoM ciydae BbIOpaH u3 rpynmbl, coctosimeid n3 CN, OH,
SO,Cy3 ankmna, NH,, NH(C; 3 ankun), N(Cy3 ankwun),, NO,, CORQ, COZRQ, OSOsH, ranorena,
Ci3 ankuna, C;3 ankokch, C;3 rajgorenankuia, Ciz aaxkuin-NH,, C;3 anxkun-NH-C3 ankuna,
Cs.0 umknoankuna, 3-10-unenHoro rerepouuknoankuna, Ceio apuna, 5S-10-uneHHOrO
rerepoapmia u C;_3 raJJOreHaJIKUIa,

Kaxablii R’ HE3aBHCHMO B Ka)KIOM ciydae BbIOpaH W3 rpymmbl, cocrosimend u3z Cj
ankuna, Ci3 anxkmwi-OH, C;3 ankokcu, Ci3 ankmn-O-C;3 ankuna, Ci3 ranoreHankuna, Cs i
nukJoankuia, 3-10-unennoro rerepouukinoankuia, Ce.1o apuna u 5-10-ujgeHHOro rerepoapuia,
=0, ranorena, OH, NH,, NHC(O)R’, NO,, COR’ u CO,R?;

KasKIbIA R’ HesaBuCHMO B KOKIOM Cjy4ae BBIOpaH U3 rpymimbl, cocrosiuein us H, NH,,
NH(C, 3 ankwmn), N(C,5 ankun),, Cy3 ankuna, Cy3 ankun-OH, Cy3 ankun-O-Cy 3 ankuna, Cs
ukgoankuia, Ce 19 apuna, C(O)Cy3 ankuia u 5-10-4IeHHOTO reTepoapuia,

RY BbIOpaH U3 rpymibl, cocTosmed u3 Cy 3 ankuna, Ci¢ ankui-OH, Cy 3 ranoreHankuna,
ranoreda, Cs o wukmoankwna, 3-10-ujgeHHOro  rerepouukiIocankuiia,  S-10-dneHHOTO
rerepoapuna, OH, NH,, NO,, COR!'"!' u COZR”, MPUYEM TeTePOLUKIIOANKIIT HEeOOs3aTeNIbHO
3amelneH Ci_3 aJKUIoM;

R BbIOpaH u3 rpynmsl, coctosimed u3 H, C;; ankuma, NH,, NH(C; 3 ankun) u N(Cy3
ANKWI),;

m paBHo O, 1, 2 unu 3; u

n paBuo 0, 1, 2 wnm 3.

B npyrom BapuaHTe ocyuiecTBiieHuss coenuHenune ¢opmysbl [ mpencrasisier coOoit

coenuHeHne Gopmysl V:
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10
R1 D\ R (R12 "
REI Nf
1 3
Y-z
V)

Wi ero (papMaleBTHUECKU TPUEMIIEMYIO COJIb;

rae

D npencrasmsier coboii CH wmu N;

Y npencrasnsier coboit CH nmm N;

Z npencrasisier coboit O mmm NH;

R! BbIOpaH M3 TPYMIbI, COCTOSINEH M3 TajoreHa, N(RS)Z, ORS, SRS, Ci6 ankmna, Cog
ankenuna, C, ¢ ankuauna, Cs jo nuknoankuia, 3-10-unenHoro rerepounknoankuia, Ce 1o apua,
5-10-unennoro rerepoapmwia, CN, NO, wu SO,R’, MpUYEeM aJIKWI, AJKEHWI, aJIKUHWI,
LUKJIOAJIKUJI, TE€TEPOLIMKIIOATIKIII, aPHJT M TeTePOaprJl HEOOSI3aTEIbHO 3aMeIEHbI OJHUM, ABYMSI
UJIU TPEMS R®;

R? BbIOpaH U3 TPYIIBI, cocTosiiel u3 H, ramorexa, N(RS)Z, ORS, SRS, Ci6 ankuna, Cog
ankenmna, C,¢ ankunmna, Cig rangorenankuia, Csjp nukiIoankuiaa, 3-10-ujgeHHOTO
rerepouukioankuna, Ce 1o apuna, 5-10-unennoro rerepoapuna, CN, NO; u SO,R’, puvYemM
QJTKWJT, QJIKEHIT, QJIKUHII, IIUKJIOATIKIJI, TeTePOLMKIOATKIIL, AP U TeTepOaprl HeoOs3aTeNIbHO
3aMeIleHbl OTHUM, ABYMSI UJIH TPEMsI RS

B aJIbTEPHATUBHOM BapUaHTE R' u R? Bmecre ¢ aTOMaMH, K KOTOPbIM OHHU
MIPUCOEINHEHBI, Heo0s3aTeIbHO 00beIUHEHBI ¢ 00pa3oBaHueM 4-10-4JIeHHOrO KOJIbLa, KOTOPOe
KOHIEHCHPOBAHO CO CMEXKHBIM KOJBIOM, mpudeM 4-10-uieHHOe KONbLO HeoOsI3aTebHO
COIEP KHUT OJUH, ABA WJIHM TpHU rerepoaroma u 4-10-djieHHOE KOJbIO HEOOs3aTeIbHO 3aMELIeHO
OITHUM, JIBYMSI, TPEMS WJIU YEThIPbMSI R’;

R? BbIOpaH u3 rpymimsl, coctosmeit u3 CN, NH,, Cl, Br, C, 3 ankenuna, C, 3 ankuHuIa u
C/.3 rajloreHaaKunIa,

Kakbli R’ HE3aBHCHMO B KasIOM ciydae BbIOpaH m3 rpymmbl, cocrosmeit u3 H, Cig
ankuna, Cie ankun-O-Ci3 ankwmna, Cie ankmn-OH, Csi9 unwmkimoankuna, 3-10-ujeHHOrO
rerepouukioankuna, Ci3 ranorenankuna, Ce o apuna u 5-10-uneHHOro rerepoapuiia, MpuIemM
AJKWJI, LIUKJIOAJTKHJI, TETEPOLIUKIIOANKII, apUJT U TeTePOapPUT HEOOsI3aTEIbHO 3aMEeIEHbI OHHM,
IABYMsI WIH TPEMsI R

kasknbiii R® HE3aBHCHMO B KaKIOM cilydae BbIOpaH U3 TPYIIIBI, COCTOSIIEH U3 TajloreHa,
OH, NH,, NO,, CORS, COZRS, OSOsH, C;_; ankuna, C;_3 ankoken, Cy3 ramorenankmia, NH(C; 3
ankwn), N(Cy3 anmkun),, Cyg ankmn-O-C;_; ankuna u 3-10-4IeHHOTO reTepOLUKIOATKUIA,

kaknpii R’ HE3aBHCHMO B KOKIOM ciydae BbIOpaH W3 rpymbl, cocrosimed u3z Ci
ankuna, Ci¢ ankmin-OH, Cy 3 ranorenankuia, =0, rajgorena, OH, NH;, NO; u COR9; Kaskubii R
HE3aBHCUMO B KaXJIOM ciiydae BblOpaH m3 rpymmsl, coctosimeil u3 H, Ci¢ amkmma, Csqg
nuknoankunia, Ce.10 apuna, C(O)Ci3 ankuna u 5-10-4neHHOro rerepoapuia,

v 8 -~
Kaxblii R° He3aBUCHMO B KaKAOM ciiyyae BbIOpaH u3 rpymmsl, cocrosmeii u3 H, NHa,
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NH(C;.3 ankwmn), N(C13 ankun),, Ci3 ankuna, Ci.3 ankokcu, Cy3 ankun-OH, Ci3 ankun-O-Cj3
ankuna, Cs.o nuknoankuna, Ce 10 apuna, C(O)Ci3 ankuna u 5-10-uneHHOro rerepoapuna,

RY BbIOpaH u3 rpymmbl, cocrosimmedr w3 H, C;; anxuma, C;¢ amxkun-OH, Cj;
rajjoreHankuja, rajoreda, OH, NH,, NO,, CORM" u COZR”;

R! BbIOpaH u3 rpymmsl, coctosuieit 3 H, Ci3 ankuna, NHp, NH(Cy_3 anxkun) u N(C3
AJTKUN )2

Kkaxbii R'? He3aBHCHMO B KaXKIOM clly4ae BbIOpaH U3 IPYIIIBL, COCTOSALIEH U3 TaJIOreHa,
OH, NH,, NO,, COR9, C02R9, OSOsH Cy 3 ankuna, C; 3 ankokcn, Cy_3 ranorenankuna, NH(C 3
ankwn), N(Cy3 anmkun),, Cs 19 nuknoankuia, 3-10-unennoro rereporukioankuia, Ceq 1o apuia u
5-10-uneHHOrO rerepoapuia; u

n pasHo 0, 1 nnm 2.

B ogHOM BapuaHTe ocyiiecTBieHus: GopMyJibl V

D npencrasmsier coboii CH mmu N;

Y npencrasnsier coboit CH nmm N;

Z npencrasisier codoit O mimm NH;

R! BbIOpaH W3 TPYIIBI, COCTOSINEH U3 rajorexa, N(RS)Z, ORS, Cs.19 nukJtoankuma, 3-10-
YJICHHOTO TeTePOLMKIIOANKIIIA, MPUYEeM LHKJIOAJKII W TE€TePOLUKIIOATKHI Heo0s3aTeNIbHO
3aMeIeHbl OTHUM, ABYMSI UJTH TPEMsI RS,

R? BbIOpaH W3 TPYIIIbL, cocTosimen u3 H, ORS, Ci¢ ankmna, Ci¢ ramoreHankmia, Cog
ankenmna, C,¢ aJKUHWIA W TajoOreHa, NMPUYEeM aJKWI, aJKEHWJI W AJKUHWI HeOOs3aTeNbHO
3aMeIleHbl OTHUM, ABYMSI UJTH TPEMsI R,

B aJbTEPHATUBHOM BapUAHTE R' u R® BMmecre ¢ aromamu, K KOTOPBIM OHU
NPUCOEIMHEHbI, Heo0s3aTebHO 00beIUHEHBI ¢ 00pa3oBaHueM 4-10-4IeHHOTO KOJblia, KOTOPOe
KOHICHCHUPOBAHO CO CMEXHBIM KOJbIOM, mnpudyeM 4-10-4ieHHOEe KONbLO HeoOs3aTeNIbHO
COIEPKUT OJUH, ABA WK TpH rerepoaroma u 4-10-4jieHHOE KOJbIO HEOOs3aTeIbHO 3aMELIEeHO
OITHUM, IABYMSI WJIA TPEMsI R, IPY YCJIOBUH, YTO R' u R? Bmecte ¢ atomamy, K KOTOPBIM OHH
NPUCOEIMHEHBI, He MPEICTABISIOT cO00H (peHM um 3aMeIneHHbINA (eHIT,

R? BbiGpan u3 rpyrmsl, cocrosimeii u3 CN, Cl u CFj;

Kakblii R’ HE3aBHCHMO B KasIOM ciydae BbIOpaH u3 rpymmel, cocrosmeit u3 H, Cig
ankuna, 3-6-uneHHoro rerepouukioankmia, Cis ankmn-O-Ci 3 ankuna, Ci3 raJoreHalkmia u
C13 anxwi-OH, npudem ajakuil U TeTePOLMKIIOANKIIT HeO0sS3aTeIbHO 3aMEIIeHbl OTHUM, ABYMSI
UJIU TPEMS R®;

kaskblii R® HE3aBUCHMO B KaKIOM cilydae BBIOpaH U3 TPYIIBI, COCTOSIIEH U3 TajioreHa,
OH, NH,, COR8, Ci3 ankuna, Ci; ankokcu, Ci.3 rajJoreHajJKuia, N(Rg)z, Ci6 anxmn-O-Ci3
ankuia u 3-10-4JIeHHOTO reTepOLUKIOATKNIA,

kaxnbii R’ HE3aBHCHMO B KaXIOM ciydae BbIOpaH W3 Tpymbl, cocrosimend u3z Ci;
ankuna, Ci 3 ranorenankuna, =0, Ci¢ ankmi-OH u ranorena;

KasKIbIA R® nesaBucumo B KXXIOM cliydae BbiOpaH u3 rpymmsbl, cocrosimmei u3 H, Cig
ankwuna, Cs.o muknoankmna, Ce 109 apuia, C(O)Cy.3 ankmna u 5-10-4yeHHOro rerepoapuia;

1 .
R' Bribpan u3 rpymmel, cocrosmeii 3 H, Cj.3 ankuna, C3 rajoreHanKima, rajoreHa,
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8 8
COR" u CO,R”;
kaxaeii R'? HesaBucHMO B KaxaoM ciydae BBIOpaH M3 rpynmbl, cocrosimedl u3 H,

8
rajorena, OH, NH,, NO,, CO,R", Ci_3 ankuna u C;_3 aJIKOKCH, 1

n pasHO 1.
B npyrom BapuaHTe OCYINECTBIEHHUs coequHeHHe (HopMyisbl V IpeacraBisieT coOoit

coennHenue GopmyJiel Va:

R1ID\ R12
|
R? N ||

Y R?

(Va)
WK ero (apMaLeBTHUECKU TPUEMIIEMYIO COJIb.
B npyrom BapmaHTe OCyLIeCTBICHHs COeAMHEHHE (GopMmyisl V mpencraBiser coOoit

coenuHenune Gopmysl Vb:
R1 Dﬁ\
I
Rl’:l: =
N '. .
YoNH R

(Vb)
WK ero (papMaLeBTHUECKH PUEMIIEMYIO COJIb.
1 2
B onnom Bapmante ocymectsienusi Gopmyiasl V, R° u R Bmecre ¢ aromamu, k

KOTOPBIM OHH NMPUCOSTUHEHBL, 00Pa3yIOT KOJBIO (POPMYJIBI:

0

N

¥

T
{R').3
B npyrom BapuaHTe OCYINECTBJIEHHSI CoenuHeHHe (Gopmysbl 1 mpencrasiser coOoit

coennaenue Gopmyiel VI:

O
D 12
srel
N™ ™y
{R?}1—3 Y-..._Z R3

(VI
WU ero (papMaleBTUIeCKU IPHEMIIEMYO COJIb.
B nmpyrom BapmaHTe ocyluecTBieHUs coequHeHue (opmynel I mpencrasnser coOoi

coenunenne Gopmysl Vla:
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Q
D
sty
Ny
(R7)13 Y—~NH 3

(VIa)
WK ero (papMaleBTUYeCKH MPUEMIIEMYIO COJTb.

B omHOM acniekre B HACTOSIIEM HOKYMEHTE IPEIOKEHO coequHeHne Gopmyiel X:

R! D\ R3
sziww
NH

X)

WM ero (apMaleBTHUECKH pUeMIIeMast COJIb;,

rae

D npencrasmsier coboii CH mmu N;

R' Boibpan u3 rpymmsl, cocrosmeii u3 Cig ankuma, OC ¢ ankmia u NH(3-7-u1eHHOro
reTEePOLMKIIOANIKIIA), KaXKIbIH M3 KOTOPBIX HeoOs3aTenbHO HezaBucuMo 3ameuieH OH wmm
C(0O)Cy¢ anxumiom;

R? BbIOpaH u3 rpynmsl, cocrosimei u3z H, C;_¢ ankuna u OC;_¢ ankuna,

B anpTepHaTHBHOM Bapuante R' u R’ BMecre ¢ artomMamu, K KOTOPbIM OHH
NPUCOEINHEHBI, He00sA3aTeNIbHO 00bEAMHEHbI ¢ 00pa3oBaHUEM 4-7-UJI€HHOrO KOJIbIIa, KOTOPOe
KOHICHCHUPOBAHO CO CMEXHBIM KOJIBLIOM, Mpu4eM 4-7-uJeHHOe KOJbLIO HeoOs3aTeIbHO
COZEPIKUT OMH, JIBAa WJIM TPU reTepoaToMa U 4-7-4jeHHOe KOJbIO HeoOs3aTeIbHO He3aBUCHMO
3aMeINeHO OJHHMM, ABYMS WIM TPeMsl 3aMecTUTesIMH, BblOpaHHbIMH n3 Cj3 anmkmna, Cjs
ranorerankuna, Cy ¢ ankuin-OH, =0 u rajnorena, nmpu yClOBHH, YTO R' u R? Bmecre ¢ aToMaMi, K
KOTOPBIM OHH MPHCOESTUHEHBI, He MPENCTABIISIOT COO0H (PeHMIT N 3aMeIneHHbIA GeHUT, 1

R® BbiGpan 13 rpymmsl, cocrosimeii u3 CN, ranorena u C .3 raJoreHaNK .

B onmHoM BapumaHTe ocymectBieHHs (HOPMYJ, MPEIJIOKEHHBIX B JaHHOM JIOKYMEHTE,
korma R' u R® BMecTe ¢ aroMaMmi, K KOTODHIM OHH MPHCOGIWHEHBI, OOBEXMHEHBI C
oOpa3oBaHHeM 4-7-4JIEHHOTO KOJIbIA, KOTOPOE KOHAEHCHPOBAHO CO CMEKHBIM KOJBLIOM, 4-7-
YJIEHHOE KOJIbIIO HE SIBJISIETCS apOMATUYECKHUM.

B npyrom BapuaHTe OCyIIeCTBJIEHHUS (HOPMYJ, MPENJIOKEHHbIX B JAHHOM JIOKYMEHTE,
xoraa R npeAcTaBisieT coO00l MeTHi, R® me npezacrasisier coboit xynop. B npyrom Bapuanre
ocyuiecTBiieHUs] (POPMYJI, IPEIIIOKEHHBIX B TAHHOM JTOKYMEHTE, R npencrasisier codoit OC ¢
ankun nii NH(3-7-uneHHbIH reTeponrKIIOanKmi), KOTopble 00a HeoOs3aTeNbHO HE3aBHCUMO
samernenst OH nmn C(0)C ¢ ankuom; u R? BeiGpan 13 rpynmsl, cocrosimeii u3 CN, ranoresa u
C\3 ranoreHankunia.

B onHOM BapmaHTe OCyIIeCTBiIEHHs coeauHeHue (opMyibl X TMpencTaBiseT CoOoM

coennnenue popmyner VII:
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(R?}‘I-z NH R3

(VID)

WM ero (hapMaleBTHUECKH TPUEMIIEMYIO COJIb;

rac

R’ BbIOpaH u3 rpymimsl, cocrosinei u3 CN, rajoreHa u Cy ;3 raloreHaIKuIa; u

Kaxapii R’ He3aBHCHMO B KaXIoM ciydae BbIOpaH M3 rpymmbl, coctosimed u3 Cj
ankuia, Ci; ranorenankmna, Ci ankuia-OH u rajgorena.

B npyrom BapuaHTe OCyLIeCTBJIeHHs CoenuHeHue (opMysbl X MPEACTaBIsET COOOM

coenuuenue Gopmysr VII:

(RT:H-E NH R3

(VID)

WH ero papMaleBTHUECKH MTPUEMIIEMYIO COJIb;

IIPHA OTOM

R’ BbIOpaH u3 rpynimsl, cocrosimei u3 CN, rayjorena u Cj.3 raJloreHaJIKWIa, U

Kakablii R’ He3aBHCHMO B KaXIOM Cllydae BHIOpaH U3 rpymmbl, cocrosimeit m3 Ci3
ankuna, Cy_3 ragorenankuia, Ci¢ ankuin-OH u rajgorena;

IIpUYEM KOTJja aTOM a30Ta B JJAKTAMHOM KOJIbLIE HE 3aMelleH R’, on 3amemen H.

B apyrom BapuaHTe OCYILECTBJIEHUS KaXKIbIi R’ Hesasucumo npenctasisier codoit Cj3
QKWL

B npyrom BapuaHTe OCyLIECTBJeHHs CcoenuHeHue (opMysibl X MPEACTaBIsET COOOM

coennaenue popmyiner VIII:

RT._-N..
REIN-"’
| IR

(VIID)

WK ero (hapMaleBTHUECKH PUEMIIEMYIO COJIb;

rae

R' Boibpan u3 rpymmsy, cocrosmeii u3 Cig ankuma, OC ¢ ankuia u NH(3-7-u1eHHOro
reTEePOLMKIIOANIKIIA), KAXKIbIH M3 KOTOPBIX HeoOsi3aTenpHO He3zaBucumo 3ameuieH OH wunm
C(0O)Cy¢ anxunom;

2 .
R” BeiOpan u3 rpymmel, cocrositeit uz H, Ci ankuna u OCy¢ ankuna; u
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R® BbiGpan u3 rpymmsy, cocrosimeii u3 CN, ranorena u C).3 raJOreHaNKIA.

B oxgHOM BapuaHTe OCYIIECTBIICHHUS BBILICTIPUBENEHHBIX (popmyn Y mpexacrasisier coOoi
CH. B nmpyrom BapuaHTe ocyluecTBieHus Y mnpexacrasiser coboit N. B npyrom Bapuanre
ocymectBieHust Z mpencrasiasier coboii NH. B npyrom Bapuante ocyinecTBieHus Z
npeacTaBysieT codoi NR'. B onxom BapHuaHTe ocyuiecTBiaeHus B’ mpencrasnser coboii N. B
ApyroM BapwaHTe ocyuectBieHus B’ mpencraemsier coboit CH. B apyrom Bapuanre
ocywectBieHuss B’ mpexncrasisier coOoi CR"Y. B APyroM BapuaHTe OCYLIECTBICHUS A
npencrasisier coboii N. B omHoM BapuanTe ocyiiectBieHuss A mpexnctasiser coboii CH. B
IpPyroM BapuaHTe oOcCylnecTBieHuss D mpencrasisier coboir N. B apyrom BapuaHTe
ocymecteienusst D mpencrasisier coboii CH. B npyrom Bapuante ocymectBieHust D
npexncrasisier coGoit CR™.

B onmHOM BapuaHTe OCYLIECTBJCHMS BBILIEIPUBENEHHBIX (opmya kombuo C
npencrasisier coboll germn. B ppyrom BapuaHTe ocymecTBieHUs koibpno C mpencraBisieT
coboit mupunuH. B npyrom BapuaHTe ocyuiecTBiieHus: konblo E npencrasisier coboli dernmn. B
IPyroM BapuaHTe OCYIIeCTBJIeHHs KoibLo E npencrasnser coboli mupunuH. B ogHOM BapuaHTe
ocymecTBieHust konblo E mpencraBnser coOol O-4ieHHOE KOJbIO, KOTOPOE CONEP’KUT ONUH
aToM aszota. B apyrom BapmwaHTe OCyIIeCTBJICHUs KOO E mpencrasiser coOoit O-duieHHOe
KOJIbLIO, KOTOPOE€ COIEP>KUT OJUH aTOM a30Ta U OJUH aToM Kucjopona. B npyrom BapuanTte
ocywiecTBIeHust Koiblo E mpencraBnsier coOoil 6-ujieHHOE KOJBIO, KOTOPOE HE CONEPIKUT
reTepoaToM.

B onmHOM BapuaHTe OCYINECTBJIEHHS BbILICTIPUBENEHHBIX (opmyn Komblo F
npeacTaBisier coOON S-ujieHHOE KOJIBIO, KOTOPOEe CONEp KUT OAMH WM JIBa rerepoaroma. B
APYyroM BapHaHTe OCYIIECTBJIEeHUs Koublo F npencrasiser coboil S-ueHHOe KOJbIO, KOTOpPOe
COIEP>KUT OAUH rerepoaroM. B npyrom BapuaHTe OCyLiecTBIeHMsA KOjibLO F mpencrasiser
co0oi1 S-4IeHHOE KOJIBIIO, KOTOPOE HE COAEPIKUT reTePOATOMOB.

B OXHOM BapHaHTe OCYLIECTBICHNUs BEILIENPUBEAeHHBIX Gopmyst R' BeIGpan 13 rpymmsry,
cocrosiei u3 H, N(R5 )2, ORS, Ci3 ankuna, CFs, ranorena, Cs¢ HUuKIoankmia, 4-6-4JIeHHOIO
rerepouukyoankuna, CN, N(RS)C(O)R5 U CORS, MpUYeM aJIKWI W TeTEePOLMKJIOATKIII
HeoBs3aTenbHO 3amemenbl ogauM R B APYrOM BAapUaHTE OCYLUECTBJIECHUS R' BBIOpaH U3
IPYNIbI, COCTOSAINEH W3 TrajoreHa, N(RS)Z, ORS, Cs.o 1ukioankuna, 3-10-4jgeHHOrO
reTEePOLMKIIOANIKIIA, MPUUYEM LUKJIOAJKII M TE€TEPOLMKIOAIKII HeoOs3aTeIbHO 3aMELICHBI
onuum, gBymst win Tpemsi R®. B npyrom Bapmante ocymectsnenns R' BbiGpan u3 rpymmsl,
COCTOSIIIEN U3 N(Rs)z, ORS, 1 3-10-4I€HHOTO reTePOLUKIOATKIIIA, PUYEM T€TEPOLIMKIOANIKIIT
HEoBs3aTeIIbHO 3aMeILIeH OHIM, ABYMsi Hin Tpemst R°.

B 1pyroM BapHaHTE OCYIIECTBIICHHsS BbIIENPUBEIEHHBIX (opMyn R’ BeGpan u3
rpymmel, cocrosimed u3 CN, Cl u CFs.

B npyrom BapmaHTe OCYLIECTBICHHMs BbIENPUBEACHHBIX (OPMYIT KaKIbIH R’
HE3aBUCHUMO BBIOpaH U3 rpymmsl, cocrosmeil n3 Cig ankumia, 3-6-4JI€HHOrO reTepOLUKIIOATKIIIA,
Ci3 anxun-O-Ci3 ankuna, Cji3 ranoreHankuina u Ci3 anxun-OH, mnpuueM ankun u

6
reTePOLMKIIOATKNI HEO0s3aTeIbHO 3aMelleHbl OTHUM, ABYMs MK Tpemsi R°.
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B npyrom BapmaHTe OCYLIECTBICHHMs BBILENPUBEACHHBIX (DOPMYN KaXKIblil R®
HE3aBUCHMO BBIOPaH M3 TPYIIBI, COCTOALIEH M3 rajloreHa, 3-7-4JeHHOTO TeTepOLUKIIOATKIIIA,
N(Rg)z, CORS, NH,, Ci¢ ankun-O-Cy3 ankunma u C;3 ankujga. B apyrom Bapuanrte
OCYLIECTBJIEHUS R® HesaBucHMO BbIOpaH u3 rpynmsl, cocrosimein u3 Ci¢ amkuna u C(O)C
aJIKUJIA.

B npyrom BapuaHTe OCYLIECTBJICHHS BBILICTIPUBEACHHBIX (OPMYII R* BBIOpaH U3
rpynnsl, cocroswmeid u3z H, ranorena, N(Rs)z, ORS, Ci5 ankmma, CF;, Ci3 ankokcu, Csg
LUKJIOAKUIIA, 4-6-4JIEHHOTO TeTepOLMKIIOAIKIIIA, TPHYEM IeTePOLUKIIOANKII HeOOs3aTebHO
3amereH oxauM R®.

B npyrom BapuaHTe OCYIIECTBJICHUS R? BBIOpAH U3 TPYIIbI, cocTosuen u3 H, OR’, C1
ankmia, Ci.¢ TAJIOTeHAJIKWIIA U TAJIOTeHa, TIPUYEM aJIKHJI He0Os3aTeIbHO 3aMELeH OTHUM, JIBYMsI
WU TpeMms R®. B IPYroM BapUaHTE OCYILECTBJICHUS R* npexncrasisier codoit C;3 ankun. B
OTHOM BapHaHTE OCYIIECTBICHHUS R? npencrasisier coboit Ci3 ramoreHankuin. B apyrom
BAPMAHTE OCYIIECTBICHMs R npeacraBnser coboil rajored. B apyrom  BapuanTe
OCYILECTBJIEHUS R* MPENCTABIISIET COOOM OR’.

B onHOM BapuaHTe OCYINECTBJICHUS BBIICMPHUBEACHHBIX (OPMYIT R' u R? BMmecre ¢
aToMaMH, K KOTOPbIM OHU NPUCOEAMHEHBI, He0OsA3aTeNbHO 00beInHEHbI ¢ 00pasoBaHueM 4-10-
YJIEHHOTO KOJbla, KOTOPOE KOHJIEHCHUPOBAHO CO CMEXHBIM KOJBLOM, Ipudem 4-10-uneHHoe
KOJIbLIO HEOOS3aTeNbHO COAEPKUT OIWH, N1BA WJIM TpHU rerepoatoMa u 4-10-uieHHOE KOJBIIO
HEeOoOs13aTeNIbHO 3aMEIEeHO OAHHMM, ABYMS WM TPeMs R’, IIPU YCIIOBUHU, YTO R' u R? Bmecte ¢
aToMaMH, K KOTOPbIM OHU IPUCOEAMHEHBI, HE MPEACTABISIIOT COOON (DEeHMJ UM 3aMeLIeHHBbIH
benu.

B oxmHoM BapmanTe ocymectsienns R' u R’ BMecTe ¢ aToMamu, K KOTOPHIM OHH
IPUCOETMHEHBI, HeoOs3aTeIbHO 00beANHEHBI ¢ 00pa3oBaHueM 4-7-4JIEeHHOrO KOJbLA, KOTOpOe
KOHIEHCUPOBAHO CO CMEXXHBIM KOJIBLIOM, MpU4eM 4-7-4jIeHHOE KOJIBbLO COAEPKUT OJUH, 1BA UIH
TPH reTepoaToMa U 4-7-4jieHHOE KOJbLO HeoOs3aTeIbHO 3aMEINeHO OJHUM, JABYMS WJIH TPeMs
R’

NPEACTABIISIIOT COOO0M (DEHIIT HITH 3aMELeHHbIH (DeHMII.

, TIPU YCJOBHH, UTO R' u R? Bmecte ¢ aromamm, K KOTOPBIM OHHU TPUCOETUHEHBI, HE

B ppyrom BapuanTe OCyLIECTBIEHUS R' u R? Bmecre ¢ aromamu, K KOTOPBIM OHU
NPUCOCIMHEHBI, 00BEIUHEHBI C 00pa30BaHNEM 4-7-4JIEHHOTO KOJIbLA, KOTOPOE KOHACHCHPOBAHO
CO CMEKHBIM KOJIBIIOM, MpHYeM 4-7-4JIEHHOE KOJIbLIO HeoOs13aTeIbHO COAEPIKUT OAMH, J1BA U
TPH TeTepoaTroMa U 4-7-4JIeHHOE KOJBbIO HeOOA3aTeIbHO HE3aBUCUMO 3aMELICHO OJTHUM, ABYMS
WIH TpeMsl 3aMeCTUTeNsIMU, BoIOpanHbIME U3 Ci 3 ankuia, Ci 3 rajoreHankmna, Ci¢ ankmi-OH,
=0 u rajoreHa, Ipu yCJIOBHH, UTO R' u R? BMecTe ¢ aToMamu, K KOTOPBIM OHU NPUCOEANHEHBDI,
HE TPEACTaBJISIIOT COOO0H (PeHIIT MiTH 3aMeeHHbINH (hEeHMUT.

B apyrom BapuanTe OCyLIECTBIEHUS R' u R? Bmecre ¢ aromam, K KOTOPBIM OHU
NPUCOEIMHEHBI, 00BEINHEHBI C 00pa30BaHNEM 4-7-4JIEHHOrO KOJbLA, KOTOPOE KOHAEHCHPOBAHO
CO CMEKHBIM KOJIBIIOM, MpHYeM 4-7-4JIEHHOE KOJIBLIO HeOOs13aTeIbHO COAEPIKUT OAMH, J1BA MU
TPH reTepoaTroMa U 4-7-4JeHHOE KOJBbIO HeOOA3aTeIbHO HE3aBUCHMO 3aMEIIEHO OJTHUM, ABYMS

1 2
unn Tpemst Ci3 ankuiamy, npu yciaosuu, uto R° u R” BMecTe ¢ aromamu, K KOTOPBIM OHHU
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MIPUCOEINHEHBI, HE TIPEICTABIISIIOT COO0H (hDEeHWIT MITH 3aMeIeHHbIH (DEeHUIT.

B npyrom BapuaHTe OCYILECTBJEHHS R' u RZ, BMECTE€ C aTOMaMH, K KOTOPBIM OHH
MIPUCOEIUHEHBI, He MPEeNCTaBISIIOT coboit perun unn 3amerneHHsii pernn. B npyrom Bapuanre
OCYILECTBJIEHUS R' ne npencrasisier codoit NH,. B npyrom BapuaHTe ocyIiecTBieHus], KOraa R’
npeacTaBisieT coOoi XJIop, R' e npencrassier coooit -CH,NH,.

B onHOM BapuaHTe OCYIECTBJIEHUS R' npezacrasisier codorr OC;¢ amkun wim NH(3-7-
YJIEHHBIH T€TEPOLIMKIIOATKII), TIPUYEM AJIKWJI U TeTEePOLMKIOATKUI HEO0S3aTeIbHO 3aMeLeHbI
OH umu C(O)C ¢ ankunom. B npyrom BapuaHTe OCyIIECTBICHHUS R! npencrassier coboit OC ¢
ankun, 3ameneHHbiii OH. B apyrom BapuanTte oCyInecTBICHHs R' npencrasisieT codoit NH(4-6-
YJIEHHBIH rerepouukioankun), 3amerneHHbiii C(O)Cy ¢ amkumom.

1 .
B npyrom BapuanTe ocyiiecTBiIeHUsI R BbIOpaH U3 rpymIibl, COCTOALIECH U3:
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ankui. B apyromM BapuaHTe OCyILIECTBICHUS R’ npexacrasisier coboit CN wmin ranores.

B pyroM BapHaHTe OCYIIECTBICHHsS BBIIENPHBEICHHBIX (GopMyn R’ mpencrasmser
coboii H mnu C;_3 ankwuir.

B npyrom BapuaHTe OCYIIECTBJIEHHs BBILENPUBEACHHBIX (POpMy R* BbIOpaH 3
TPYIIBL, COCTOsIIIEN U3 mupuanHa, penmna u Ci3 ajkuna.

B OXHOM BapHMaHTE OCYIIECTBICHHS BHIIENPUBEICHHBIX (OPMYIT Kaxabii R’
HE3aBUCHMO B KaXKIOM ciydae BbIOpaH u3 rpynmsl, cocrosimeil u3 H, NH,, NH(C;.3 amkun),

N(C)3 ankun),, Ci3 ankuna, Cy3 ankun-OH, Ci.3 ankun-O-C .3 ankuna, Cs7 uuknoankuna, Ce.1o
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apuia u 5-10-aneHHoro rerepoapmia. B apyrom Bapuante ocyiectsienust R® orcyrersyer. B
IpyroM BapuaHTe ocymectsienns R npencrasiser coboit CN, Cl mu CFs.

B IpyroM BapHaHTe OCyLIecTBIeHHS R’ HE3aBUCHMO B KaXIOM Clydae BHIOpaH U3
rpynnbl, coctosiment usz C.3 ankuna, Ci3 rajgoreHankui u, C_¢ ankun-OH.

B ONHOM BapuaHTe OCYLIECTBICHHsS BbIENPUBEICHHBIX (GOpMya Kaxabii R®
HE3aBHCHMO B KaXXOM ciydae BbIOpaH m3 rpymnmsl, cocrosmeii n3 H, NH,, NH(C 3 amkunn),
N(C3 ankun),, Cy3 ankuna, Cy3 ankun-OH, Cy3 ankun-O-C 3 ankuna, Cs7 uuknoankuna, Ce.qo
apuia u 5-10-4JieHHOrO reTepoapua.

B Zpyrom BapuaHTe OCYIIECTBIEHMs BblenpuBeneHHbX dopmyn R'C mpexpcrasmser
coboit H wiu C;_3 anxui.

B onHOM BapuaHTE OCYIIECTBJIEHHUS BBIMIENPHBENEHHBIX (HOPMYJT

A npencrasisier coboit N;

A’ mpencrasinsier codoit C;

B npencrasnsier coboii C;

B’ mpencrasnsier coboii CH;

C mpencrasisier codoii CH;

D npencrasnsier coboit N i CH;

X mpencrasisier coboii C;

Y npencrasnser coboit CH nmm N;

Z nipencrasisiet codoit NH;

R! BbIOpaH W3 TPYIIbI, COCTOSLICH W3 rajioreHa, N(Rs)z, ORS, Cie ankmma, Cs.qg
nukioankuia, 3-10-unenHoro rerepouuknoankuia, Ce 1o apuna, 5-10-uneHHOro rerepoapuia u
CN, mpuuem ajKui, LUKJIOAJKWJ, TeTePOLMKIIOANKIII, apui U TeTepoapuyl HeoOs3aTebHO
3aMelleHbl OHUM, OBYMs Win Tpemsi Cj 3 aJKuiamu,

R? BbIOpaH M3 Tpymmbl, cocrosimeit u3 H, ramorena, N(Rs)z, OR’, Ci¢ ankuna, Cig
ranoreHankmna, Cig ankokcw, Cs 9 uukimoankwia W 3-10-4JeHHOrO TreTepPOHKIIOANKIIIA,
MpUYEM AJIKWJI, [UKJIOAJKHWI M TeTEPOLUKIOATKUI HEO0S3aTeIbHO 3aMEIeHbl OIHUM, JBYMS
uu Tpemst Cy_3 anKuIamuy,

B albTepHaTHBHOM Bapuante R' u R?, BMecre ¢ aroMaMmy, K KOTOPbIM OHH
MPUCOEIMHEHBI, He00s3aTeIbHO 00BeqUHEHBI ¢ 00pa3OBaHUEM S5-O-4JIEHHOTO KOJbLA, KOTOPOe
KOHJIEHCHPOBAHO CO CMEKHBIM KOJIBIIOM, TpU4YeM S-6-ujieHHOE KOJbIO HeoOs3aTeNIbHO
CONEP>KUT OJWH, JIBa WJIM TPU reTepoaTroMa M S5-6-4jeHHOE KOJBbIO0 HEeOOsI3aTEIbHO 3aMeleHO
onHUM, ABYMs, Tpemsi uiu deTbipbmsi Ci_3 ankmnamu, Ci3 ankun-OH, C,3 ankokcu, C;_3 ankui-
O-C;_3 ankmnamu, C; 5 rajgoreHankmiamu, =0, ranorenamu wim CO(Cy3 anmkun),

Ka)KIbIi U3 R® u R* Hesasucumo BbIOpaH u3 rpynmsl, cocrosimeit u3 H, Cy3 amkuna, Ce g
apuia u 5-10-4JI€eHHOTO TeTepoapua,;

Ipu4eM Korja R’ npencrasisier cobor H, R* He npezncrasisier coborr H, a xorma R’
npexncrasisier coboiit H, R He npexncrasmnsier coGoii H;

B anbTepHaTHBHOM Bapuante R° u R’ BMmecre ¢ aromMamu, K KOTOPHIM OHH

NPUCOEINHEHBI, He00sA3aTeNbHO OOBEAMHEHbI ¢ 00pa30BaHNUEM S5-6-UJI€HHOrO KOJIbIIAa, KOTOPOe
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KOHICHCHPOBAHO CO CMEKHBIM KOJIBIIOM, TNpH4YeM S-6-4JieHHOE KOJbIO HeoOs3aTeNIbHO
COIEPKUT OAWH, JIBa WJIM TPU IeTepoaroMa U S-6-4JeHHOE KOJBbIO0 HEeOOsI3aTEbHO 3aMeIleHO
onHuM, nyms wim Tpems Cj s ankunamu, ranorenamu, CN win C3 raloreHajaKuiIaMu;, u

Kaxblii R’ HE3aBHCHMO B KaskIOM ciyudae BbIOpaH u3 rpymnmel, cocrosimeid uz H, Cig
ankuna, Ci3 rajgorenankuina, Ci 3 ankun-O-Ci; ankuna, Ci¢ ankun-OH, C;3 ankun-NH,, Ci3
ankwi-N(Cj.3 ankun),, Cs o uuknoankuna, 3-10-unenHoro rerepouunknoankuina, NHy, NH(C) 3
ankwn), N(Ci3 amkun),, Ceio apuna u 5-10-uneHHOro rerepoapuia, MPUUEM  AJIKHII,
LUKJIOAJIKUJI, TE€TEPOLIMKIIOATIKIII, APHJT U TeTEPOapHl HEOOSI3aTEIbHO 3aMeleHbl OHUM, ABYMSI
win tpems rajorenamu, OH, NH,, NH(C;3 ankun), N(C;3 anxun),, CO(Ci¢ ankun), Cj;
ankunamu, Ci_3 ankokcu uinu Cq.3 raJJoreHaIKUIaMHu.

B ongHOM BapuaHTe OCYIIECTBIEHHUS B TAHHOM JOKYMEHTE MPEIOKEeHbl COSIMHEHUS U3
Tabyuip! 1 wim ux GapmMareBTUIeCKH MpueMiIeMas CoJb.

B onHOM BapmaHTe OCyLIeCTBIIeHUs coenuHeHue (Gopmysibl X BBIOPAHO W3 TPYIIIIBL,
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WK ero (hapMaleBTHYECKU TpUeMJIeMasi COJb.

B npyrom acnekre B JaHHOM JAOKYMEHTE MpPejIoKeHa (1)apMaLIeBTI/ILIeCKa$I KOMITO3ULIMS,
comepskamiasi COeUHEeHHe, MPEJIOKEHHOe B JaHHOM JOKYMEHTE, WU ero (papMareBTUYeCKH
MPUEMJIEMYIO COJIb U (hapMALIeBTHYECKU TPUEMJIEMbIH HOCHTEJTb.

B OOHOM BapI/IaHTe OCYH_IGCTBJ'IGHI/UI paCKprTbIe COCOAUHCHUA MOI"YT CYL[IeCTBOBaTb B
BHUIOC TaYTOMepOB. BCG TaYTOMepr BKJIOUCHEI B O6’beM HpeI[CTaBJ'IeHHbIX B JAHHOM I[OKYMGHTG
COETMHEHNH.

OHI/IcaHHbIe B JAHHOM I[OKYMGHTG COCAMHCHUS TAKIKEC BKIIFOYUAKOT MEYCHHBIC U30TOIIaMU
COCIUHCHUA, B KOTOprX OOUH WU 60.]'[66 dTOMOB 3aMC€HICHbI aTOMOM, HMCHIIHNM T&KOFI Xe
aTOMHbeI HOMep, HO aTOMHYIO Maccy Ui MaCcCOBOC YHMCJIO, OTJIMYHBIC OT aTOMHOﬁ MaCChbl UJIN

MacCOBOTO YUCIa, OOBIMHO BCTpeYaroUIuxcs B npupoze. [Ipumepr! H30TONOB, MOAXOASIINX IS
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BKJIFOUEHUS B OIMCAHHBIE B JAHHOM JIOKYMEHT€ COEIUHEHMs, BKJIIOYAIOT, HO He
OTPAaHUYHUBAIOTCS 3TUM, ZH, 3H, 11C, 13C, 14C, 36Cl, 18F, 1231, 1251, 13N, 15N, 15O, 17O, 18O, 2p y
»S. B 1pyroM BapHaHTe OCYIIECTBICHHS MEUEHHBIE H30TONAMH COCIMHEHHS MPUMEHHMBI B
UCCIIEIOBAHUAX PacIpeaeIeHNs JEKapCTBEHHOTr O Ipernapara Win cyocTpara B TKaHsaxX. B apyrom
BapUaHTE OCYIIECTBICHHs 3aMeleHne Ooyee TsDKeJIbIMH H30TONMAMM, TAKUMHU KakK AeHTEepH,
obecrieunBaerT OOJBLIYI0 MeTaOOJMUYECKYI0 CTaOWJIBHOCTH (HAIpUMeEp, YBEIWYEHHE in Vivo
BPEMEHU TIONY)KU3HH WM CHIDKEHHE HEOOXOOMMBIX JO3MPOBOK). B nmpyrom BapuanTte
OCYILECTBJICHHsI ONMUCAHHBbIE B JAHHOM JOKYMEHTE COeauHeHHs comepxar m3oronm 2H (T. e.
aerTepuii).

B npyrom BapuaHTe OCYLIECTBICHHMS 3aMELICHHE HWCIYCKAIOIIMMU TO3UTPOHBI
W30TOIIaMH, TAKUMH KakK 11C, 18F, 50 u 13N, MOJIE3HA B UCCJICIOBAHUSX METOAOM MO3UTPOHHOMN
smuccuonHoi Tonorpaduu (IT3T) nns u3ydeHus: 3aHSITOCTH PEeLenTOPOB cyOcTpara. MedyeHHbIe
W30TOMAMHU COSAMHEHUS TIOTYYar0T JIFOOBIM MOAXOISALINM CITOCOOOM HJIH MPOLECCOM, UCTIONB3YS
COOTBETCTBYIOLIMA  MEUEHHBIH M30TOIIOM pPEAareHT BMECTO HEMEUYEHHOIO pPEeareHra,
UCTIONB3YEMOTO B HTHOM Cly4ae.

KoHKpeTHBIE COeNUHEHHs, OMMCAHHBIE B JAHHOM JIOKYMEHTE, W JIPYIHe COeNUHEHUS,
OXBau€HHBbIE ONHOW wWiu Oojee (popmynaMu, ONMHUCAHHBIMH B JAHHOM JOKYMEHTE, MMEOLINe
pa3HbIe 3aMECTUTENN, CHHTE3UPYIOT, UCTIONbB3YSI METOAUKU U MAaTepHAIIbI, ONMCAHHBIE B TAHHOM
IOKyMEHTe U Kak ommcaHo, Hampumep, B Fieser and Fieser’s Reagents for Organic Synthesis,
Volumes 1-17 (John Wiley and Sons, 1991); Rodd’s Chemistry of Carbon Compounds, Volumes
1-5 and Supplementals (Elsevier Science Publishers, 1989); Organic Reactions, Volumes 1-40
(John Wiley and Sons, 1991), Larock’s Comprehensive Organic Transformations (VCH
Publishers Inc., 1989), March, Advanced Organic Chemistry 4th Ed., (Wiley 1992); Carey and
Sundberg, Advanced Organic Chemistry 4th Ed., Vols. A and B (Plenum 2000, 2001) u Green
and Wuts, Protective Groups in Organic Synthesis 3rd Ed., (Wiley 1999) (xoropeie Bce
BKJIFOUEHBI TOCPEICTBOM CCBUIKM B OTHOIIEHWH Takou wuHpopmanuu). OOImme Crnocoosbl
NOJIyYEeHUS] COEMHEHHH, OINMUCAHHBIX B JAHHOM JOKYMEHTE, MOIU(HUIHMPYIOT, HCIIOJIB3YsI
COOTBETCTBYIOLIME pPEAreHTbl W  YCJIOBUS, Ui BHECEHUS PA3IM4YHBIX  (DpParMeHToB,
NPUCYTCTBYIOLIHMX B (pOpMyIIax, MpeasioKeHHbIX B JAHHOM JOKYMEHTE.

OnucaHHblE B JaHHOM JOKYMEHTE COEAMHEHUS CHHTE3UPYIOT, HCIOJBb3ys JHOObIe
NOAXONALINE MPOLENYPhl, HAYMHAS C COEOUHEHHN, KOTOpBIE IOCTYIHBI U3 KOMMEPYECKHX
WCTOYHHUKOB, UJIH MOJYYArOT, UCTIONB3YsI MPOLIEAY Pbl, OMICAHHBIEC B TAHHOM JIOKYMEHTE.

Cnocobvl ieyenust

OmnucaHHBIE B TAHHOM JIOKYMEHTE COCUHEHUSI MOYKHO HCIIOJIb30BaTh B CIIOCOOE JIEUEHUS
3a00NIeBaHMS WIIM MATOJOTUYECKOTO COCTOSTHUS y CYOBEKTa, BKIIFOYANOIIEM BBEEHHE CYOBEKTY
NPEJIOKEHHOTO B JAHHOM JIOKYMEHTE COCOMHEHHUs MM (PapMaleBTUYECKON KOMITO3HLINY,
cozep Kalieil coequHeHre 1 (papMaleBTHUECKH IPUEMIIEMBIN HOCUTEb.

B npyrom acmekre B JaHHOM JOKYMEHTE MPEIJIONKEH Crocod JieueHus paka y
HY>KIAIOLIErocss B 3TOM CyObeKTa, BKIIOYAIOLINI BBEAEHHE CYOBEKTYy TepanmeBTUYECKH

s¢dexTuBHOrO KoJHMuecTBa coenuHeHus (opmynbel [ mnm apmaneBTHUECKON KOMITO3HUIINH,
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conepskamieit coenuaenue GopmyJist L.

B onmHOM BapmaHTe OCYINECTBJIEHHUS pak BbIOpaH M3 reMo0JIaCTO30B, CAPKOM, PAKOBBIX
3a00neBaHN JIETKUX, PAKOBBIX 3a00JN€BAaHUH JKENYJOYHO-KUIIEYHOIO TPAKTa, PaKOBBIX
3a00NeBaHN MOYENOJIOBOM CHUCTEMBI, PAKOBBIX 3a00JIeBaHUN MEUEHH, PAKOBBIX 3a00JeBaHUI
KOCTeH, pakoBbIX 3a00JIeBaHNI HEPBHOI CHCTEMbI, FTHHEKOJOTMYECKUX PAKOBbIX 3a00JI€BaHUN U
PaKOBBIX 3a00I€BAaHHUN KOXKH.

B npyrom BapuaHTe OCYIIECTBJIECHHUS PaK BbIOPAH U3 HEMENKOKJIETOYHOTO paka JIETKOro
(HMPJI), MeNnKkoKJIETOYHOIrO paka JIErkoro, OpOHXOTN€HHOW KapLMHOMBI, IJIOCKOKJIETOYHOM
OpOHXOreHHOM KapUWHOMBI, Henu(pepeHIMPOBAHHONW  MENKOKJIETOYHOW OpOHXOT€HHOM
KapUUHOMBIL,  Henu(pPEpPeHINPOBAHHON  KPYIMHOKJIETOYHOH OpPOHXOTN€HHOW  KapIUHOMBI,
aJICHOKAPIIUHOMBI, OPOHXOTEHHOH KapLUUHOMBI, AJbBEOJIIPHONH KapIIMHOMBI, OpOHXHOJISIPHOM
KapLHUHOMBI, OpOHXHAJbHOW aJEHOMBI, XOHIPOMATO3HOW TraMapTOMBbl, ME30TEJIHOMBI,
NAaBULEJUTIOJSIPHOM Y HETABHLEIUTFOJSIPHOW — KApIMHOMBI, OpOHXMAJIBHOH aneHOMBI U
TUIEBPONYJIBMOHATBHOU OJIACTOMBI.

B pgpyrom BapmaHTe OCYINECTBJIEHHS pPaK JIETKOTO  TPEACTaBiIseT  COOOM
HeMenKokyeTouHbll pak jerkoro (HMPJI). B apyrom BapuaHTe OCYIIECTBIIEHHS PaK JETKOTO
NpEeACTaBIsIET COOOH aJeHOKAPIITHOMY .

B opHOM BapuaHTe OCYIIECTBIEHUS JKENyJOYHO-KUIIEYHOTO TpPaKTa BHIOPaH U3
IJIOCKOKJIETOYHON KapLMHOMBI MHUIIEBOJA, aJ€HOKAPLMHOMBI MHIIEBOAA, JEHOMHOCAPKOMBI
MUIIEBO/A, TUM(POMBI MUIIEBOAA, KAPLIUTHOMBI XKENYIKa, TUM(POMBI XKETYIKa, JeHOMUOCAPKOMBI
JKeJyKa, 3K30KPUHHOM KapLUHOMBI IOKEIYAOYHON >KeNe3bl, aJeHOKAPLUHOMBI INPOTOKOB
NOJKENYyIOYHON  JKeJe3bl, HMHCYJIMHOMBI  IOKENYJOYHOH  JKeJe3bl,  T[JIFOKarOHOMBI
HOJKENTyIOYHOMN JKeJe3bl, TACTPUHOMBI MOJKENYIOYHON Kese3bl , KapLUUHOUIHBIX OMyXOJel
NOJKENIyIOYHON  JKEJIe3bl, BUIIOMBI IOKENYJOYHON >KeJe3bl, aJeHOKAPLMHOMBI TOHKOTO
KUIIEYHUKA, JUM(OMBI TOHKOTO KUIIEYHHKA, KAPIMHOUAHBIX ONyXOJeH TOHKOTO KHIIEYHHKA,
capkombl Karmomy, 1eHOMHOMBI TOHKOTO KHINEYHHWKA, T€MAHTMOMBI TOHKOIO KHIIEYHHUKA,
JIMIOMBI TOHKOTO KHINEYHUKA, HEHpO(UOPOMBI TOHKOrO KHUINEYHHUKA, (UOPOMBI TOHKOTO
KHUIIEYHUKA, aJCHOKAPLMHOMBI TOJICTOTO KHINEYHUKA, TYOYJSIPHOW aaeHOMBI TOJICTOTO
KHIIEYHNKA, BOPCUHYATOH al€HOMBI TOJICTOTO KHIIEYHHUKA, FAMAPTOMBI TOJCTOrO KHIIEYHHUKA,
JeIOMHUOMBI TOJICTOIO KHIIEYHHKA, KOJOPEKTAJIbHOIO paka, paka >KeMYHOro My3bIps U paka
aHAJBbHOTO KaHaJa.

B onHOM BapmaHTe OCYIIECTBICHUS KEIYJOYHO-KUIIEYHOTO TPAKTA MPENCTABIISAET COOOi
KOJIOPEKTAJIbHBIN PAK.

B npyrom BapmwaHTe OCYINECTBIIEHHS pak Mpencrasisier codoil kapuuHomy. B npyrom
BapUAHTE OCYLIECTBJICHUS KapIMHOMa BbIOpaHa M3 KapPLHHOMBI TOKEITYIOYHOH JKENe3bl,
KOJIOPEKTAIbHONW KapPIIMHOMBI, KAPIITHOMBI JIETKOTO, KAPLIMHOMBI MOYEBOTO My3bIPsi, KAPLIHHOMBI
JKEINyIKa, KAPIMHOMBI MMUINEBOJIbI, KAPLIUHOMBI MOJIOYHOM JKeJie3bl, KAPLIMHOMBI OJIOBBI U IIIEH,
KapLMHOMBI [IEHKH MAaTKH, KAPIIUHOMBI KOJKU M KAPLITHOMBI IIUTOBUIHOMN JKEJIE3bI.

B npyrom BapmaHTe OCYLIECTBJIEHUS pak MpeNCcTaBiisieT coOol remobnacto3. B omHOM

BApHUAHTE OCYLICCTBIICHUA remo01acTo3 BbI6paH U3 MHOKECTBEHHOM MHEJIIOMBI, OCTpPOro
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MUEJIOTEHHOTO JIEHK03a U MUEJIONpOoTH(epaTUBHBIX HOBOOOPA3OBAHHMIA.

B npyrom BapmaHTe OCYLIECTBIEHUs paK MpencTaBisieT coOoi HoBooOpasoBaHue. B
APYyroM BapHaHTE OCYIIECTBJIECHHS HOBOOOpa3OBaHHE MPEACTABISET COOON rno0iIacToMy HIIN
CapKOMBI.

B opmHOM BapuaHTe OCYIIECTBJIEHUS pakK BbIOpAaH W3 TIPYMIbL, COCTOALIEH U3
reMo0JIacTO30B, CAPKOM, PAKOBBIX 3a00JE€BaHMI JIETKUX, PAKOBBIX 3a00JE€BAHHMN JKEyJAOYHO-
KHIIEYHOTO TPAKTa, PAKOBbIX 3a00JIEBAHMH MOYENOJOBONH CHCTEMBI, PAKOBBIX 3a00JeBaHUH
NeUeHH, PAaKOBbIX 3a00JNeBaHUII KOCTEW, paKOBBIX 3a00JieBAaHUN HEPBHOW CHCTEMBI,
T'MHEKOJIOTUYECKUX PAKOBBIX 3a00JI€BAHUHN M PAKOBBIX 3a00I€BAHUIT KOXKH.

B npyrom BapmaHTe OCYLIECTBJIEHHsS] paKk BBIOpAH W3 TPYMIbL, COCTOSIEH M3 paka
MOMKENYyIOYHON >KeJie3bl, paka LIeMKM MaTKM, paka TOJICTOM KHUIIKH, paka sIMYHUKA, paka
MOJIOYHOH JKeJe3bl, paKa MOKeNyJOYHOH JKeJIe3bl, KAPLIUHOMBI U aI€HOKAPLIHHOMBI.

B npyrom BapmaHTe OCYIIECTBICHHS PaK MPENCTaBIsET COOOM pak IMOMKENyIOYHOU
JKene3bl. B IpyroM BapuaHTe OCYIIECTBIEHHS paK MPEACTaBIsIET COOOH COMMIHYIO OMyXOJIb.

B omHOM acmekte B JaHHOM  JOKYMEHTE TMPENJIOKEH Crocod  JIedeHus
HEMPOJEreHEPAaTHBHOIO PACCTPOMCTBA Y HYXKIAIOIIErocss B 3TOM CYOBEKTa, BKIFOYAROLIHIA
BBEJIeHUE CYOBEKTy TepaneBTHUYeCKH 3(P(PEeKTUBHOrO KojimuecTBa coequHeHust Gopmyssl [ wim
ero (hapmManeBTUIECKH PUEMIIEMOH COJIH.

B onmHOM BapmaHTe OCYIIECTBIIEHHsI HEHpOAereHepaTHBHOE 3a00JI€BaHNE MPEACTABISAET
co0Ol X-CIEIIEHHOE pPELeCCUBHOE pacCTPOMCTBO. B japyrom BapuaHTe OCYLIECTBIICHHS
HelpoereHepaTUBHOE PACCTPOMCTBO TMpeACTaBisieT Co00M CIUMHOOYIBOAPHYIO MBILIEYHYIO
arpouro (CEMA).

B npyrom acmnekre B TaHHOM JOKYMEHTE NPEAJIOKEH CIOCO0 MOAYJSIIMU aKTUBHOCTU
aHnporenoBoro peuentopa (AR) y HyXKHarouerocs B 3TOM CyObeKTa, BKIFOYAIOLINI BBEIECHHE
cyOpexkTy TepaneBTHUecKH 3(PQeKTHBHOro KonmuectBa coenuHeHust ¢opmynsl [ wmm ero
(apMaleBTUYECKU TPUEMIIEMON COJIH.

B omHOM BapmaHTe OCYINECTBIICHUS aHAPOreHOBbI penentop (AR) momsepraercs
AJIOCTEPUYECKON MOAYIALMU. B Ipyrom BapuaHTe OCYIIECTBICHHUS MONYJISLUS aKTUBHOCTH
anaporeHoBoro peuentopa (AR) obecrnieunBaer JiedeHue CIUHOOYIBOAPHONW MBILIIEUHOM
arpodpuu (CBMA) y cyObekra.

B onHOM BapHuaHTe OCYIIECTBICHHUS CIIOCO0OB CYOBEKT MPENCTABIISET COOOH YeIOBEKa.

B kOHTEKCTE MaHHOTO AOKYMEHTA TEPMHUHBI «HHIUBUA», «CYOBEKT» WM IMALHEHTY,
UCTIONB3YEMBIE  B3aMMO3AaMEHSIEMO, OTHOCATCS K JIIOOOMY  JKMBOTHOMY,  BKIIFOYas
MJIEKONUTAIOLINX, MPEATNOYTUTENIbHO MBbIIEH, KpbIC, APYTUX TPBI3YHOB, KPOJHKOB, COOAK,
KOIIeK, CBUHEW, KPYMHBIA pOraThlii CKOT, OBEL, JIOMAJeH WJIM TNPUMATOB, U Hauboiee
NPEATIOYTUTENBHO - K JIFO/ISIM.

B koHTekCcTE HAHHOTO MJOKYMEHTa BBIPAKEHHE «TepareBTUYeCKHd 3(P(EeKTUBHOE
KOJINYECTBO» OTHOCHTCS K KOJMYECTBY AKTHBHOI'O COEJUHEHHMS WM (HapMaLeBTHIECKOTO
areHTa, HarpuMep, KOJHM4YeCTBY JI0OO0H M3 TBepAbIX (OpM MM UX CONel, OMMCAHHBIX B JAHHOM

AOKYMEHTE, KOTOPOE€ BbI3bIBACT OMOIOTUYECKUN HIIH MeI[I/IL[I/IHCKI/Iﬁ OTBE€T B TKaHH, CUCTEMC,
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OpraHu3Me >KUBOTHOIO, MHAMBHIA WM YeJIOBEKAa, KOTOPBIH MPEANoJaraeTcsi UCCIeOBaTENEM,
BETEPUHAPOM, BpauyOM WJIU JAPYIUM MEAUNMHCKUM paOoTHHKOM. COOTBETCTBYIOLIEE
«3(p(eKTUBHOE» KOJMYECTBO B KAKIOM OTAENBHOM CIIy4ae MOKHO ONpPENeIHUTb, HCIIONb3Ys
METO/IbI, U3BECTHBIE CIIELIUAIUCTY B JAHHOH 00JIACTH TEXHUKH.

Crnenyer MoOHMMATh, YTO HEKOTOPbIE MPU3HAKU M300PETEHMsI, KOTOPBIE B LIEJAX SICHOCTU
ONMUCAaHbl B KOHTEKCTE OTAEIbHbIX BAPHAHTOB OCYINECTBJIEHHUS, TaKXXe€ MOTyT OBbITh
IpEe/CTaBIeHbl B KOMOMHALIMH B OJJHOM BapHaHTE OCYLIECTBIECHHS (XOTS MOAPA3yMEBAETCS, YTO
BAPHUAHTBl OCYLIECTBJICHUS MOXXHO KOMOMHHMPOBATb, KaK €CJIM Obl OHM OBLIM 3alUCaHbl B
MHOTOKPATHO 3aBHCUMON (opme). HanpoTus, pa3iudHble MPU3HAKA HACTOSILIETO U300PETeHUs,
KOTOpBIE JIJIsl KPATKOCTH OMHCAHBbI B KOHTEKCTE OJHOTO BAPHAHTA OCYLIECTBICHHS, TAKKE MOTYT
OBITH MPENOCTABJICHBI OTAEIBHO WIIH B JIFOOOH MOAXOASIIEH MOJKOMONHALINH.

Beeoenue/0o3uposra/cocmaent

B npyrom acnekre B JaHHOM JOKYMEHTE MpeIokKeHa (papManeBTUIeCcKast KOMITO3ULIHS,
coleprkalasl MO MEHbLIEH MEpPe ONHO COEAUHEHHE, NPEMJIOKEHHOE B JTAHHOM JOKYMEHTE,
BMecCTe ¢ (papMaleBTUYECKH MTPUEMIIEMbIM HOCHUTEIIEM.

dakTHYeCKHEe YPOBHH MJO3MPOBKH AaKTHBHBIX WHIPEAUEHTOB B (papMarleBTHUECKHX
KOMITO3ULIMSIX, OOCY’KAaeMBbIX B JaHHOM JIOKYMEHTE, MOXXHO BapbHpPOBATh, YTOOBI IMOJYYHUTH
KOJINYECTBO  AKTUBHOTO  HWHIpenueHTta, dS(QQEeKTUBHOE Uil  JOCTIKEHUS  HKEJAeMOTO
TEPAINeBTHYECKOr0 OTBETA JUIsI KOHKPETHBIX MAIMEeHTa, KOMIO3ULUU U Criocoba BBEAEHUS, HE
OKa3bIBasi PU 3TOM TOKCHUYECKOrO BO3AEHCTBUS HA MALIUEHTA.

B yactHOCTH, BEIOpaHHBIN yPOBEHb JO3UPOBKH OYAET 3aBUCETh OT MHOKECTBA (PaKTOPOB,
BKJIFOYasi AKTUBHOCTb KOHKPETHOIO HCIOJIb3yEeMOr0 COEAUHEHUs, BPEMs BBEIEHMs, CKOPOCThb
BBIBEJICHUSI COENMHEHUs], MPOAOJLKUTENBHOCTD JICUEHUs], IPYTUe JIEKAPCTBEHHbIE IIPENapaThl,
COEIMHEeHUs] WJIM MaTepualibl, UCIONb3yeMble B KOMOMHALMK C COCOMHEHHEM, BO3pAaCT, IO,
Maccy Teja, COCTOsHHUE, O0IIee COCTOSHHE 30POBbS U MPEIIIECTBYIOIIYI0 UCTOPHIO OOJe3HH
MAIMeHTa, MPOXOJSIIEro JieYeHHe, W MomoOHbIe (AKTOPBI, XOPOIIO H3BECTHbIE B 00JacTH
MEIULIIHBIL.

Bpau, Hanpumep, Jiedauii Bpad WM BETEPUHAD, UMEIOIINH OOBIYHbIC HABBIKU B TAHHOU
o0nacTy, MOXET JIeTKO OIpPEAeIUTh U INpomnucaTh HeoOxommmoe 3((HEeKTHBHOE KOIUYECTBO
dapmaneBTHYECKONW KOMMo3unMU. Hanpumep, jedamuii Bpad WM BETEPHUHAP MOXKET HayaTh
BBeICHHE (hapMaLeBTHUECKOW KOMITO3MIMM C JO3MPOBKH PACKPBITOIO COEOUHEHUs Ha Oojee
HU3KUX YPOBHSX, 4eM TpeOyeTcs IJIsl HOCTIDKEHHSI JKEJIaeMOro TepaneBTH4ecKoro >¢gdexra, u
MIOCTETIEHHO YBEJINYHBATh TO3UPOBKY 0 TE€X TOP, MOKA He OyeT JOCTUTHYT KeJlaeMblil 3P PeKT.

B KOHKpETHBIX BapHaHTaX OCYIIECTBJIEHHsSI OCOOCHHO BBITOJJHO COCTABJISATH COENUHEHHE
B BHAE EOUHUYHOW JIEKapCTBEHHOH (DOPMBI IUIsi TPOCTOTHI BBENECHUS U OIHOPOIHOCTH
TIO3UPOBKH. B KOHTEKCTE MAaHHOTO JTOKYMEHTa €IWHUYHAS JIEKApCTBEHHAs (hopMa OTHOCUTCS K
¢u3ndeckn IUCKPETHBIM EAMHMLAM, MOAXOIAIIMM B KAa4eCTBE €AMHUYHBIX O3HPOBOK IS
NALUEHTOB, NOVIEKAIIMX JICYEHHUIO, KaJas €AUHULA COAEPIKUT IPEIONPENEIICHHOE
KOJIMYECTBO  PACKPBITOTO  COCIMHEHUsl,  PACCUMTAHHOE JUId  OKa3aHusd  OKEJAeMOro

TepaneBTHIecKoro 3¢¢ekra B COYETAHUH C HEOOXOIUMBIM (apMaleBTHUECKUM HOCHUTEIEM.
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Ennangnbie nexapcTBeHHBbIE (OPMbI OOYCIIOBJIEHBI M HAMPSIMYIO 3aBHCAT OT (&) YHHUKAJIbHBIX
XapaKTEPUCTUK PACKPHITOTO COEANHEHHS] U KOHKPETHOTO TepaneBTHIecKoro 3Qgpdexra, KoTopeiit
nojvkeH  Obitb  gocturHyT, u  (b)  orpaHuyeHmii, XapakTepHbIX B  oOjacTu
CMELINBAHMA/COCTABJIEHNSI TAKOTO PACKPBITOrO COEAMHEHUS IJIs JieueHUs1 00U, JeNPECCUBHOTO
paccTpoNCTBa UM JIEKAPCTBEHHON 3aBUCUMOCTH Y NMALIUEHTA.

B onHOM BapuaHTe OCYLIECTBJIEHUS] COEIMHEHUS, IPEAJIOKEHHbIE B TAHHOM AOKYMEHTE,
COCTAaBSIIOT B BUAE (PapMaLEBTUYECKUX KOMIIO3MLMH, MCHOJb3ysl OOWUH WK  OoJjee
(apMaleBTHUECKH TMPHEMJIEMbIX SKCLMIIMEHTOB WM HOcHTeneld. B  omHOM BapuaHTe
OCyIIECTBIIEHHs (DapMaleBTUYECKHE KOMITO3ULIMK CONIEpKaT TepaneBTHUecKu 3(dexkTuBHOE
KOJINYE€CTBO PACKPBITOTO COSAMHEHUS U (PapMaLleBTUYECKU PUEMIIEMbIHA HOCUTEITb.

Iyt BBemeHus JFOOONW U3 PACKPBITHIX B JAHHOM IOKYMEHTE KOMITO3WULMH BKIIFOYAIOT
NepOPaNIbHBIN, HAa3aJIbHBIN, PEKTAJbHBIA, MHTPABATMHAIBHBIN, MAPEHTEPATbHBIN, OYKKAJIbHBIMH,
NOIBS3BIYHBIA WJIM MECTHBIA. PacKpbIThle B JaHHOM JOKYMEHTE€ COEAMHEHHUS MOTYT OBbITb
COCTABJICHBI JJIsl BBENEHUs JIFOOBIM MOOXOMSIIUM IyTE€M, TAaKUM KakK IepPOPaJbHBIA HIIH
NapeHTePaIbHBIN, HampuMep,  TPAaHCAECPMANbHBIH,  TPAHCMYKO3QJbHbIM  (Hampumep,
NOABS3bIYHBIN, JIMHIBAJIBHBIA, (TPaHC)OYKKAJNbHBIA, (TPaHC)ypeTpabHbIH, BardHAJIbHBIN
(HampuMep, TpaHC- W TEPUBArWHAIbBHBIN), (MHTPa)HA3aJIbHBIH U  (TPaHC)PEKTAIbHBIN),
UHTPaBE3UKaJIbHBIN, BHYTPHWJIETOYHBIH, WHTPaAyOACHAIbHBIN, BHYTPUIKEITY IOYHBIH,
UHTPATEKAJIbHbIM, IOAKOXKHBINM, BHYTPUMBILICUHbI, BHYTPUKOXKHBINA, BHYTPUAPTEPHUAJIBHBIN,
BHYTPUBEHHBIN, BHYTPUOPOHXMAJBHBIN, WHIAJSIIMOHHBIAN U MECTHBIN IMyTH BBeeHUs. B omHOM
BapHaHTE OCYLIECTBIEHUS NPEANOYTUTENbHBIM ITyTEM BBEI€HUS SBJISETCS IEPOPAIbHbIN.

ITonxonsmue KOMIIO3UIMU U JIEKAPCTBEHHBIE (POPMBI BKIIFOYAIOT, HAIPUMeEp, TaOJIETKH,
KaICyJIbl, KarCyJOBUAHBIE TAONETKH, MIIIIOJIH, JKEJAaTHHOBbIE KarCyJibl, TACTHIIKH, AUCIEPCHH,
CYCIIEH3UM, pacTBOPBI, CHUPOIBL, TPaHyJbl, I'PaHYJbl, TPaHCAEPMAJbHbIE IUIACTBIPH, Te€JH,
NOPOIUKY, TENJIEeThl, B3BECH, JIEHAEHLbl, KPEMBbl, @AacTbl, IJIACTBIPHU, JIOCBOHBI, JMCKH,
CYNIIO3UTOPUH, JKUAKHWE CIped [JIsl Ha3aJIbHOTO WJIM TMEepPOpPallbHOTO BBENEHUS, CyXHe
NOPOLIKOOOpa3HbIe HIIM a3PO30JIbHBIE COCTaBblI JJISI WHTAJSILIUK, KOMITO3HULIMUA U COCTaBBI IS
WHTPaBE3UKaJIbHOIO BBeAeHMs U T. M. CleayeT MOHUMATh, YTO COCTaBbl M KOMITO3UIUH HE
OTPaHUYUBAIOTCS KOHKPETHBIMM COCTaBaMU U KOMIIO3ULMSMY, OINHCAHHBIMU B JIaHHOM
TOKYMEHTE.

JUist mepopasibHOTO MPUMEHEHHsI OCOOCHHO MOAXOISALINMU SIBISIFOTCS TaOJETKH, Ipaxe,
JKUJIKOCTH, KAaIlIH, CYNIIO3UTOPHH WJIM KaIlCyJibl, KaIlCyJOBUIHBIE TaOJETKH M JKEJIATHHOBBIE
karcysiel. Kommosunuu, npeaHasHadeHHbIE il MEepOpPajbHOrO MPUMEHEHUs, MOTYT OBITh
W3TOTOBJIEHBI JTFOOBIM CITIOCOOOM, M3BECTHBIM B TAHHOW OOJIACTH TEXHUKH, U TAKUE KOMITO3ULUH
MOTYT COIEepKaTh ONUH WM OOJiee areHTOB, BBIOPAHHBIX W3 TPYIIIBL, COCTOSIIEH U3 MHEPTHBIX,
HETOKCHYHBIX (papMalleBTHYECKUX 3KCIHUIUEHTOB, MOAXOMAIINX JJISI U3TOTOBJICHHS TaOJETOK.
Takue >KCIUMNHEHTHl BKIKOYAIOT, HANpPHMEP, WHEPTHBIA pa30aBUTENb, TAKOH KaK JIAKTO3a;
TPaHyJUPYIOLIME U Pa3pbIXJIAIOLIME areHTbl, TaKhe KaK KYKYpYy3HBIH Kpaxmal, CBS3yIOIINE
areHThl, TAKME KaK KPaxMall, U CMa3bIBAIOIUE areHThbl, TAKWE KaK cTeapar MarHus. TaOneTku

MOTYT OBITh HEMOKPBITBIMH, WUJIH K€ HAd HUX MOKHO HAHOCUTD IMMOKPBITUC U3BECTHBIMHU METOAAMU
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IUI  3JIETAHTHOTO BHEIIHEr0 BUAA WM JJs1  3aMeJICHHs BBICBOOOKIEHUS aKTHUBHBIX
uHrpenueHToB. CocTaBbl AJIS MEPOPATBHOTO MPUMEHEHUS] TAK)KE€ MOTYT OBITh MPEICTaBIEHBI B
BUJIE TBEPABIX >KEJATMHOBBIX KaIlCyJ, B KOTOPbIX AKTUBHbIH MHIPEIMEHT CMEIIAH C MHEPTHBIM
pazbasurenem.

JInst mapeHTepaIbHOrO BBEACHUS PACKPBITBIE COSAMHEHHS MOTYT OBITh COCTABIICHbI IS
VUHBEKIMA WIM HMHQPY3UH, HAlpUMep, BHYTPUBEHHOW, BHYTPUMBIIIEYHOW WJIM ITOJKOKHON
VUHBEKIMA WIM WHQPY3UW, WM UL BBEIEHHs B BHIE OOJIOCHON MO3bI MM HENPEpbIBHOW
uH}y3unu. MOXKHO UCTIONB30BAaTh CYCIIEH3UHU, PACTBOPHI HIIH SMYJIbCHU B MACJISTHOM WJIM BOJTHOM
HOCUTeNle, HeoOs3aTeNbHO  CONEplKallue  Jpyrue  COCTaBHbIE  AreHThl, TaKWe  Kak
CYCHEHIUPYIOIINE, CTAaOMIU3UPYIOIUE UITH TUCTIEPTUPYIOIINE areHThI.

CrnernmanmucraM B JaHHOH OOJAaCTH TEXHUKH CTAHYT OYEBHIHBI HJIM K€ OHH MOTYT
ONpENeNuTh, HCIONB3yst He Ooyiee YeM pPYTHHHBIE OKCIEPUMEHTHI, MHOTOYHCIIEHHBIE
SKBHUBAJICHTbl KOHKPETHBIX TPOLEAYP, BAPHAHTOB OCYIIECTBJICHHS, IYHKTOB (OPMYJIbI
n300peTeHNs W TPUMEPOB, OMHCAHHBIX B JAaHHOM JAOKyMeHTe. CuWTaercs, UYTO TaKue
SKBHUBAJICHTbI BXOIAT B O0BEM S5TOro HM300peTeHHs M OXBa4deHbl MNpHiaraeMon (Gopmyson
n3zo0perenust. Hanpumep, crepyer NMOHUMATh, YTO MOAMGUKALNN PEAKLIUOHHBIX YCIOBHH,
BKJIFOYAs, HO HE OrPaHWYMBAsACh OTHM, BpEMsI pEaKUWH, pa3Mep/o0beM peakuuu u
SKCIIEPUMEHTAJIbHbIE pEareHThl, Takue KaK pacTBOPUTENM, KaTaJu3aTopbl, JAaBJIECHUE,
aTMoc(epHbIe YCIIOBHs, HampuMep arMocepy a3oTa, ¥ BOCCTAHOBUTENbHBIE/OKUCIUTEIbHBIE
areHThl, C TIOMOIIBIO W3BECTHBIX B JAHHOW O0JACTH TEXHUKHU aJbTEPHATHBHBIX BAPHAHTOB H C
UCTIONIb30BAaHUEM He OoJiee YeM PYTHHHBIX SKCIIEPUMEHTOB, BXOIST B 00BEM HACTOSIIEH 3asBKU.

CnenyeT moHMMaTh, YTO Be3fe€, 7€ B JaHHOM JOKYMEHTE INPHUBEAECHbl 3HAUEHUS U
AVana3oHbl, MOAPAa3yMeBAeTCs, 4YTO BCE 3HAYEHUS M JAMANA30HbI, OXBaTbIBAEMblE 3THUMHU
3HAYEHUSIMM M JMaNa3OHaMH, BXOAAT B 00beM Hacrosimero msoOpereHus. Kpome Toro, Bce
3HAUEHUs, MONAAAINNE B OTU AMANA30HBIL, a TAKKe BEPXHUE M HIDKHHE Ipeaesbl IHana3oHa
3HAYEHUH TaKXKe NPEeIyCMOTPEHbI B HACTOSIIIEH 3asBKE.

Cnenyrouiyie npuMepbl  JOMOJHUTENBHO  WUIFOCTPUPYIOT — ACHEKThl  HACTOSIILEro
uzobperenust. Ilpy 3TOM OHM HHUKOMM OOpa3oM HE OrPaHWYMBAIOT BBIIICIPUBEICHHbIC
MIPUHLIUIIBI UJIH PACKPBITHE HACTOSALIEH 3asBKH.

INPUMEPBI

IIpumep A: Ilpoyedypsr cunmesa

IIpomexyTouHoe coennHeHue Al

6-xnop-1H-1,5-madpTupuann-2-on
H

0. N o

I

Rt Vi <
Oran 1: B pactBop 6-xnoprnupuans-3-amuHa (10,00 r, 78,12 mmonp) u cyibdara
cepebpa (12,20 1, 39,22 mmonb) B 3taHone (200 mu) mobasmsum Hon (23,80 1, 94,07 Mmonb).
Cwmech nepemernnBaiy Npu KOMHATHON TeMnepaTtype B TedeHue 16 4. CMech KOHLIEHTPUPOBAJIH

B Bakyyme. OCTarok pa3BOAWIM BOJOW M SKCTparupoBaiu stuianeraroM. OObenHHEHHbIE
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OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(parom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYMINANIN IOCPEACTBOM
KOJIOHOUHOHN (mam-xpomarorpapuu ¢ 0~60% sTunauerara B NETPOJIEHHOM 3dupe cC
nojiyueHuem 6-xyop-2-iiognmupunun-3-amuHa (18,00 r, 90%) B BuAe KOPUYHEBOTO TBEPIOTO
semectea. MC m/z 254,9 [M+1]".

Oran 2: B nerazupoBaHHBIN pacTBOp 6-XJIOp-2-HOANMUPUINH-3-aMUHA, MTOJy4YEHHOTO Ha
npeasiaymemM stane (6,00 r, 23,52 mmons), stunakpuiata (4,10 r, 41,00 mmomb), Tpuc(2-
metundenmn)pocdana (0,71 r, 1,73 mmonb) u N, N-mgumsonpommwmdtinamusa (9,10 r, 70,54
mmodib) B N, N-mumernndopmamune (20 min) nodasisuim anerar nauaaus (0,53 r, 2,35 Mmounb)
B armocdepe azora. Cmech nepememuBaau npu 100°C B TedyeHue 16 4. PeakuoHHYIO CMeCh
pa3BOOWIIM BOAOH W BKCTparupoBaim sTuianeratoM. OObenWHEHHbIE OPraHUYECKHE CIIOH
NPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CYJb(paToM HATpHs, GUIBETPOBAIH U
KOHLIEHTpUpOBaIM B Bakyyme. OCTaTOK OYMINAIH TIOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomatorpaduu ¢ 0~60% sTunanerara B neTposieHoM ddupe ¢ monydeHuem >t (2E)-3-(3-
aMHUHO-O-xJ10prupuanH-2-win)npon-2-enoara (4,90 r, 91%) B Bume KOPUYHEBOTO TBEPIOTO
semectsa. MC m/z 227,1 [M+1]".

Oran  3: Cwmecp ostun  (2E)-3-(3-aMUHO-6-XJIOPTIUPHINH-2-WIT)IPOII-2-€HOATa,
nojiyaeHHoro Ha npeneiayiem stane (1,00 r, 4,40 mmorns), u 1,8-nuazabunukio[5.4.0]ynnex-7-
ena (1,30 r, 8,55 mmounnb) B 3Tanone (30 min) nepememBanu npu 100°C B Teuenue 24 4. Cmech
KOHLIEHTpUpOBaIM B Bakyyme. OCTaTOK O4YMINANM IOCPEACTBOM KOJOHOYHOH  (hram-
xpomarorpapuu ¢ 0~20% wmeraHoma B JUXJIOpPMeTaHe ¢ mnonydeHueM O6-xjop-1H-1,5-
Hadrupunus-2-oHa (Al) (0,50 r, 62%) B BUAe CBETNIO-kKeNTOro TBepAoro Bemecrsa. MC m/z
181,0 [M+1]*. 'H SIMP (300 MI'ti, IMCO-de) & 10,84 (yur. ¢, 1H), 7,86 (n, J=9,9 I'u, 1H), 7,74
(m, J=8,7T'y, 1H), 7,58 (7, J=8,7 I'y, 1H), 6,79 (1, J=9,9 I'y, 1H).

IIpomesxyTouHoe coennHeHne A2

5-merokcu-1,6-HadTupuauH-2-1n TpUQTOPMETAHCYIBPOHAT

0
M= o

A NZ T

Oramn 1: B pactBop metun 2-merunaukornaara (9,00 r, 59,54 mmons) u 1,3,5-TpuasuHa
(5,30 1, 65,37 mmonb) B Oe3BogHOM MeTHIICYIb(okcuae (50 mi) HacTaMu AOOABISIN TPET-
Oyrokcua kamus (8,00 r, 71,29 mmonb) pu KOMHaTHOH Temneparype. [locie nepememnBanus
IIpU KOMHATHOH Temriepatype B TedeHue 20 MuH cMmech HarpeBanu npu 80°C B Teuenue 1 u.
Peakiuro racumu Bogo# (5 mur). CMech OUMIaiy HAMPSIMYIO TIOCPENCTBOM oOpalieHHO-()a30BoM
KOJIOHOUHOU (mm-xpomatorpadguu ¢ 5~20% aueroHUTpwia B BOAe C TojdydeHuem 1,6-
Hadrupunue-5(6H)-ona (2,40 1, 27%) B BHae xenroro TBepaoro Bemectsa. MC m/z 1470
[M+1]".

Oran 2: Cwmech 1,6-HapTupuaun-5(6H)-ona (820 mr, 5,61 mMmonb) M OKcHUXJIOpUAA

docdopa (15 mn) narpesanu mpu 80°C B Teuenne 5 4. CMech KOHLEHTPUPOBAIU B BAKyyMe.
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OcrtaTok pa3BOAMIN CMECBHIO JIE[/BOMA W MOAIIENAYMBAIH, UCIONb3Ysl BOIAHBIN HACBHIIEHHBIH
pactBop kapbonara Harpusi 10 pH 8. Cmech skcrparmpoBanu sTianeratoM. OpraHu4ecKuil
cioil cymunu Haa Oe3BOAHBIM Cynb(aToM HATpus, (UIBTPOBAIM U KOHIEHTPUPOBAIH B
BaKyyMe C rosyueHueMm S-xjop-1,6-Hadptupuanna (720 mr, HEOUHMINEHHBIH) B BHIE KEJITOTO
TBepaoro semectsa. MC m/z 164,1 [M+1]".

Oran 3: B pactBop 5-xy0p-1,6-HadTrpununa (710 mr, 4,32 mmodb) B auxiaopmerane (10
M) noGaBisi 3-xa0pOeHsoinyo kucnory (1200 wmr, 5,93 mmons, 85%) mpu 0 °C. Cmech
HarpeBajii 10 KOMHATHOW TeMIIEpaTypbl B TEYEHUE 3 4, a 3aTeM KOHIIEHTPUPOBAJH B BaKyyMe.
OcTaToK OYMIIATN TOCPENCTBOM KOJOHOYHOH (udm-xpomartorpaduu ¢ 0~10% wmeraHona B
STUJIALIETATE C MoJyueHreM S-xyop-1,6-Haprupunun 1-okcuna (600 mr, 31% 3a 2 sTana) B BUzIe
skenroro Teepaoro semecrsa. MC m/z 181,1 [M+1]".

Oran 4: Cmecp 5-xyop-1,6-HapTupuann 1-oxcuna (550 wmr, 3,05 mMMonb) U MeTHIaTa
Hatpust (10 mu, 30% B meranone) HarpeBanu 10 70°C B reyenne 3 4. CMeCh KOHLIEHTPUPOBAIH B
Bakyyme. OCTaTOK O4YMINAIM TMOCPEACTBOM KOJOHOUHOH (udm-xpomartorpadpun ¢ 0~15%
METaHOJIa B STUJIALIETATE C MOy4YeHueM S-meTokcu-1,6-HadTupunun 1-okcuna (378 mr, 70%) B
BUJIE JKeITOro TBepaoro semectsa. MC m/z 177,1 [M+1]".

Oran 5: B pactBop S-merokcu-1,6-Hadrupunun 1-oxcuna (300 mr, 1,70 Mmoinb) B Bone
(3 M) mensienHo noGasisu MeTancynbhorunxaopua (390 mr, 3,41 mmons) nipu 0 °C. Cmech
nepeMeInuBaId NP KOMHATHOW Temmeparype B TeueHHe 2 4. (CMech 3KCTParnpoBajH
stunaneratoM. OpraHu4ecKui CIoi CyImuin Haj Oe3BOAHBIM CYJIb(aTOM HATpUs, PUIBTPOBAIN
U KOHLIEHTPUPOBAJIU B BAaKyyMe C NOJy4YeHUEM S-MeTokcu-1,6-Hadrupunun-2-oma (360 wr,
HEOYHIIEHHBIH) B BUze kearoro Macaa. MC m/z 177,1 [M+1]*. 'H sIMP (300 MI'y, meraHoI-
d4) 6 8,19 (;, J=9,9 I'y, 1H), 8,12 (n, J=7,2 T'y, 1H), 7,21 (n, J=7,2 I', 1H), 6,76 (n, J=9,9 I'L,
1H), 4,38 (c, 3H).

Ortan 6: B pactBop 5-metokcu-1,6-HapTupuann-2-omna (360 Mr, HEOYHIIEHHBIH TPOAYKT
¢ srana 5) u nupuauHa (269 mr, 3,41 MMoJb) B guxjopMmeTraHe (5 M) MeANeHHO TOOaBISLTN
TpudTopMeTancybGoHoBbIH anruapus (720 mr, 2,55 mmonb) npu 0 °C. CMech nepemernuBany
NpU KOMHATHOW TEMIIepaType B TEYEHHE HOYHM. PEaKIMOHHYK) CMeChb TacHJIM BOAOH W
SKCTPArHPOBAIN AUXJIOpMETaHOM. OpraHudeckuil Cioi Cymmin Haj Oe3BOOHBIM CyJb(paTom
HaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA TOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~50% sTunauerata B TETPOJICHHOM 3dupe C
NOJIy4eHUEM S-MeTOKcH-1,6-HadTupuann-2-una tpudropmerancynbponara (A2) (200 mr, 38%
3a 2 sTana) B Buje xkearoro macaa. MC m/z 309,0 [M+1]".

[IpomexyTouHoe coeqnHeHne A3

2-x70p-5,6,7.8-Terparunpo-1,5-vadpTupunux

Oran 1: B mnepememmuBaemsbii pactBop »THn (2E)-3-(3-amuHO-6-X710pnupuauH-2-

win)nporn-2-eHoata (¢ nmpomexyrouHoro coenunenust Al) (2,00 r, 8,84 mmonb) u rekcaruapara
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xjopuna kobansra (0,43 1, 3,34 Mmonb) B sTaHone (40 mu) HacTsMu m00aBIsIM OOPrUAPHUL
Harpust (0,64 1, 16,86 mmonb) npu 0 °C. ITonyueHHYO CMECh MEPEMENINBAIA NP KOMHATHOM
Temneparype B TeueHHe HOYM. CMeCh KOHLEHTPHPOBAJIM B BaKyyMe€ M Pa3BOAMIN BOJIOM.
Bonnyro ¢asy skcrparuposanu stunaneratoM. O0beInHEHHbIE OPraHUYECKHE CJIOU POMbIBAIIN
COJIEBBIM DPAcCTBOPOM, CYIIWIM Hajg Oe3BOAHBIM Cynb(paToM HaTpus, (QUIBTPOBAIH U
KOHIIEHTPUPOBAJM B BaKyyMe C [OJy4eHHEeM OJTHI  3-(3-aMUHO-O-XJIOpIUpPUIUH-2-
wn)nponanoara (1,80 r, HeouMIeHHBIH) B BHAE KOPHUYHEBOro TBepaoro Bemecrsa. MC m/z
229,0 [M+1]".

Otan 2: B nepeMemnBaemMyro cMech 3TUJ 3-(3-aMUHO-6-XJIOPTTUPHUIHH-2-HJT)[TPOTTIAHOATA
(1,80 r, 7,86 mmonb) B 3tanone (30 my) moGaBmsuiu ykcycHyr kucioty (3 mut). Cmech
nepemernuBaiy npu 70°C B TeueHue HOUM. PeakIMOHHYIO CMECh KOHLICHTPUPOBAIH B BAKyYME C
nojyueHueM O-xjop-3,4-nmurunpo-1H-1,5-sadptupunun-2-ona (1,30 r, HEOUHINEHHBIH) B BHIE
KOpU4YHEBOro TBepaoro semectsa. MC m/z 183,2 [M+1]".

Oran 3: B mepememnBaemslii pacTBop 60-xiyop-3.4-nurunpo-1H-1,5-sadptupunnn-2-ona
(5,10 r, HeouHUIIEHHBIH TIPOAYKT ¢ 3Tana 2) B Terparuapodypane (100 M) MemayieHHO 10OaBIISITH
amomoruapun jutust (2,15 1, 56,64 mmomns) mpu O °C. Cmech Harpesamu mpu 60°C Ha
npoTsDKeHU 14 4. Peakuuro racuim jeasHod BoAoil. llodmydeHHyr0 CMech 3KCTparupoBaiv
stunaneratoM. OObeAMHEHHBbIE OpPraHWYECKHE CJIOM TPOMBIBAJIM BOJOW, CYLIMJIH Haj
0e3BogHBIM CynbpaToM HaTpus, (UIBTPOBANM W KOHLEHTPUPOBAIH NPU IOHWKEHHOM
naBieHnnd. OCTaTOK OYMINAIH TIOCPEICTBOM KOJIOHOUHOM (udin-xpomarorpaduu ¢ 0~50%
JTUNaleraTa B ImeTpojieiiHoM 3dupe ¢ monydeHuem  2-xjop-5,6,7.8-terparumpo-1,5-
HadpTupunuHa (A3) (2,90 1, 54% 3a 3 srama) B BHUue kenToro TBeproro semectsa. MC m/z
169,1 [M+1]*. '"H IMP (400 MI'ti, IMCO-ds) & 6,92 (n, J=8,4 T', 1H), 6,82 (n, J=8,4 ', 1H),
6,02 (c, 1H), 3,17-3,14 (m, 2H), 2,72 (T, J=6,5 'y, 2H), 1,89-1,79 (m, 2H).

ITpomexxyTouHoe coequHeHue A4

Tpet-0yTua N-(2-xjop-5,6,7,8-TeTparuapoxX HHOJMH-5-11)kapOaMaT
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Oran 1: B cmecy 2-xnop-7,8-purunpo-6H-xunonus-5-onsa (2,00 r, 11,01 mMmons) u
anerara ammonust (4,30 r, 55,94 MMoib) B MeTaHOJIE MEIJICHHO MOOABISIN UAHOOOPTHUAPHU
Hatpus (1,40 r, 22,24 mmonp) mpu KOMHaTHOHW Temmeparype. [locne mepememmBaHus NpU
KOMHaTHOM TemnepaType B TeueHue 20 4 cMech KOHLIEHTPUPOBAIN MIPU MOHM)KEHHOM JIaBJIEHUH.
OcTaTtok pa3BOAMIM 3THJIALETATOM M IpPOMBIBaIN BOAOW. OpraHuueckuil ClOil CylIniIu Haj
6e3BogHBIM CyJb(AaTOM HATPUs, PHIBTPOBAIN U KOHIIEHTPUPOBAJIH MTPH MOHWKEHHOM JaBJICHUH
¢ mostyueHueM 2-xjop-5,6,7,8-rerparugpoxuHoinH-5-amuna (2,00 r, Heountnennbiil). MC m/z
183,1 [M+1]".

Oran 2: B nepememuBaemblii pacTBOp 2-XJ0p-5,6,7,8-Te€TparuApoXUHONNH-5-aMIHA

(2,00 r, HeounmeHHslli ¢ 3tama 1) B stmianerare (150 mu) u Bome (100 mur) moOaBisiim
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Ouxapbonar Harpus (6,20 r, 73,80 mmonb) u nu(tper-Oytmn)kapoonar (3,80 r, 17,64 mmonb)
npu KOMHATHOM Temmeparype. CMech nepeMemmnBald NpPU KOMHATHOH TeMIlepaTtype Ha
npoTskeHuH 14 4. PeakIIMOHHYIO0 CMeCh MpOMBbIBaiIM BoAoN. OpraHuyecKkuil CiIoi CyLIMIN Hax
0e3BoAHBIM CynbpaToM HaTpus, (UIBTPOBAIM M KOHLIEHTpUpOBaiM B Bakyyme. OcraTok
OUHINAJIA TOCPEACTBOM KOJIOHOYHOHW ¢umdm-xpomarorpapuu ¢  0~20% sTunanerata B
neTpojieiiHoM sdupe ¢ mnonyueHuem TpeT-Oytun N-(2-xyop-5,6,7,8-TeTparuapoOXuHOINH-S5-
un)kapbamata (A4) (0,25 r, 8% 3a 2 sTana) B Buzae OecuperHoro macaa. MC m/z 283,1 [M+1]".

IIpomexyTouHoe coequHeHue AS

2-xyop-1,5-HadTupuaun

CI\ N N

N N/

Oran 1: B pacreop 1,5-vadtupununa (5,00 r, 38,42 mmonb) B nuxyopmerane (200 mur)
nobasysun  3-xyopOenszoitayro  kucioty (14,00 r, 81,12 mmonb, 85%) npu KOMHATHOM
temrieparype. Cmech nepeMelIMBald IpPH KOMHATHOW Temiepatype B TeueHue 16 4.
PeakunoHHY0 CMeCh MPOMBIBAJIM THAPOKCHIOM HaTpus (2 H., BOIOH.), @ 3aTe€M CYLIMJIN Hal
0e3BogHBIM CynbpaToM HaTpus, (UIBTPOBAIM M KOHLEHTPUpOBaNM B Bakyyme. OcraTok
OUYHIIANIN TIOCPENICTBOM KOJIOHOYHOH (pudii-xpomarorpaduu ¢ 0~15% meraHona B dTHIaLETaTe
¢ monydeHueMm 1-nambna-5-1,5-nadrupunun-1-ona (0,81 r, 14%) B Bume Oemoro TBepmOro
semectsa. MC m/z 147,1 [M+1]".

Oran 2: Cmeck 1-mambpasS-1,5-vadptupuaun-1-ona (810 mr, 5,51 MMoIb) U OKCHXJIOpUAA
docdopa (10 mn) Harperamu mpu 90°C B Teuenne 1 4. CMech KOHLEHTPUPOBAIU B BAKyyMe.
OcraTok pa3BOAWJIM BOAOH W MOALIENAYHUBAIN, WUCIOJB3Ys HACBHILEHHBIH BOJHBIA pPacTBOP
Oukapbonara Hatpusi, 1o pH 8. Cmech skcTparupoBanu sTHiaaneratoM. OpraHuveckuii Cioi
Cymmin Haj Oe3BOIHBIM CyNb(paToM HATpusi, (PUIBTPOBAIM W KOHLEHTPUPOBAIH B BaKyyMe.
OcTtaTok OYHINAIU MOCPENCTBOM KOJOHOYHOH (uaui-xpomarorpaduu ¢ 0~40% sTunanerara B
NeTpoJielHHOM 3dupe ¢ monyueHueMm 2-xyop-1,5-Hadrupununa (AS) (260 mr, 28%) B BHUIe
6esoro TBeporo Bemectsa. MC m/z 165,0 [M+1]*. 'H SIMP (300 MI', xiopodopm-d) & 8,99-
8,89 (m, 1H), 8,41-8,29 (m, 2H), 7,68-7,60 (M, 2H).

ITpomexyTouHoe coequHeHUEe A6

4-xyop-1,5-HadTupuaun

/N ~
. | N/
Cl

OudmncTka peakIMOHHON CMecH ¢ dTarna 2 (MpOMEeKyTOYHOE COeAUHEeHHe AS), OMMCAHHOM
BbIe, Takxke pana 4-xjop-1.5-vaptupumun (A6) (320 mr, 35%) B Bume Oenoro TBEpIOTO
Bemectsa. MC m/z 165,0 [M+1]*. "H SIMP (300 MI'w, xnopodopm-d) § 9,09-9,07 (v, 1H), 8,85
(m, J=5,1Tu, 1H), 8,44 (n, J=8,1 I'u, 1H), 7,77-7,70 (m, 2H).

ITpomexyTouHoe coeanHeHue A7

TpeT-OyTui 2-(TpudTopmeraHCyIbPOHUIOKCH)-7,8-muruapo-5H-1,6-nadpTupuamns-6-
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kapOokcuar
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Oran 1: B nepememnBaemblii pacTBOp METHJ 2-MeTUINMUPUANH-3-KkapOokcunara (5,50 r,
36,40 mmonb) B TeTpaxJjopuze yriaepona (50 mu) nobasisimu N-Opomcykiuaumua (9,10 r, 51,12
MMOJIb) U asoaunzoOyTuporutpua (1,70 r, 10,36 mmonb). Cmecy HarpeBamu a0 90°C Ha
npotsbkennn 14 1 B atMocepe asora. Teepmoe BewmecTBO OTGUIBTPOBBIBAIH. DuibTpar
KOHIIEHTPUPOBAJIU MPH MOHMKEHHOM JaBjieHUH. OCTaTOK OYHUINAIH MOCPENCTBOM KOJIOHOYHOM
¢dmu-xpomarorpaduu ¢ 0~20% sTunanerara B NeTposieiiHOM 3¢upe ¢ MOTyYeHUEM METUI 2-
(6pomomeTwn)mupunuH-3-kapdokcunara (3,00 r, 35%) B Buae opaHkeBOrO TBEPAOIO BELIECTBRA,
MC m/z 230,1 [M+1]".

Oran 2: B mepememuBaeMyro cMech MeTH 2-(OpOMOMETHI)TUPUANH-3-KapOOKCHIaTa
(3,00 r, 13,04 mmonb) u Terpabytunammonus gropuaa (5,00 r, 19,15 MMoIb) B aleTOHUTpHIIE
KaImIsIMK 100aBIsM TpuMeTuncuamnuanny (2,50 T, 25,62 mmons) npu 0 °C. PeakMOHHYO
CMeChb HarpeBaju 10 KOMHATHOW Temmeparypsl B TedeHue 16 4. Cmech pa3BoOaWIH
IUXJOPMETAHOM M TIPOMBIBAJIM COJEBBIM pacTBOpoM. OpraHudeckwe CJIOW CYLIMJIH Haj
0e3BogHBIM CynbpaToM HaTpus, (UIBTPOBANM W KOHLEHTPUPOBAIH TNPU IOHIKEHHOM
naBieHnd. OCTaTOK OYMINAIH TIOCPEICTBOM KOJIOHOYHOW (uai-xpomarorpaduu ¢ 0~30%
JTUaLleTaTa B TMETPOJEHHOM 3¢upe ¢ MOoIydYeHHeM MeTui1 2-(IHaHOMETWJI)THPUIHH-3-
kapbokcunata (2,20 r, 97%) B Bune 6enoro Teepaoro semectsa. MC m/z 177,1 [M+1]".

Oran 3: Cmech MeTun 2-(uuaHoMeTH)UupuauH-3-kapookcunara (2,20 r, 12,42 mmonb)
u Ni Penes (0,10 r) B MeraHose mepeMelInBaIu P KOMHATHOM TemrmepaType B atMmocdepe
BOZIOpOJia B TeueHue 6 4. Tepable BelecTBa OTGUIBTPOBbIBAIN. PUIBTPAT KOHLEHTPUPOBAJIH
NpU TOHWKEHHOM pAaBiieHHH. (OCTaTOK O4YMINANK  TOCPENCTBOM  KOJOHOYHOW  (hdim-
xpomarorpadpuu ¢ 0~20% wmeraHosa B OUXJOpPMETaHe C mojydeHuem 7,8-muruapo-6H-1,6-
nadTupuaun-3-ona (1,30 r, 69%) B Buze )enTOro TBepAoro Bemectsa. MC m/z 149,1 [M+1]".
'H SIMP (300 MI'u, JIMCO-dg) & 8,58 (am, J=6.8, 1,8 T'u, 1H), 8,13 (ax, J=7.8, 1,8 T'u, 1H),
8,08 (c, 1H), 7,43-7,32 (m, 1H), 3,50-3,39 (m, 2H), 3,02 (T, J=6,6 T'y, 2H).

Oran 4: Cwmecp 7,8-murunpo-6H-1,6-nadrupunun-5-ona (0,50 r, 3,35 mmomb) u
amomoruapuaa autus (0,25 r, 6,40 Mmmonp) B Terparunpodypane nepemernrsanu npu 60°C B
Teyenue 16 u. Peakumro racuiu Bopoi mpu 0 °C. CMech KOHLEHTPUPOBAIU NPH MOHUKEHHOM
naBiennn. OCTaTOK OYMINAIM TIOCPEICTBOM KOJIOHOYHOM (uain-xpomarorpaduu ¢ 0~30%
METaHOJIa B TUXJIOPMETaHe ¢ mojy4eHueM 5,6,7,8-rerparuapo-1,6-sadprupunnna (0,43 r, 95%) B
BUJIE JKeITOro TBepaoro semectsa. MC m/z 135,2 [M+17".

Oran 5: B cmecwy 5,6,7,8-terparunpo-1,6-sadprupununa (1,20 r, 8,88 mmomb) u
TpweTiamuea (2,60 1, 25,74 wmmonb) B auxnopmerane (10 wmu) mobaemsum  mu(Tper-
oyTun)kapoonar (6,20 r, 28,70 mmoib). Cmech nepememmmBanu npu 60°C B Teuenne 8 4. Cmech
KOHLIEHTPUPOBAJIU MPH MOHWKEHHOM JaBjieHnH. OCTaTOK OUHMINAIH ITOCPENCTBOM KOJOHOYHOMN

¢mm-xpomarorpapuu ¢ 0~80% sTHnaneraTa B IeTPOJIEHHOM 3(Upe € MONydEeHHEM TPET-OyTHI
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7,8-nurunpo-SH-1,6-vadpTupuann-6-kapdokcunara (0,23 1, 11%) B Buzme xenroro macna. MC
m/z 235,1 [M+1]*.

Oran 6: Cmecp Tper-Oytun 7,8-nurnnapo-SH-1,6-vadprupunnn-6-kapbokcunara (0,31 r,
1,31 mmonb) u 3-xyopbeH30iHON Kucaotsl (457 wmr, 2,65 mMonb) B nuxiopmerane (10 mo)
nepeMeIInBaiy Py KOMHATHON TeMIiepaType B TeueHue 8 4. PeakliMOHHYI0 CMeCh IPOMBIBAIIU
BOOHBIM pPacTBOpOM KapOoHata kamust. OpraHudyeckuil CJIOH NpPOMBIBAJIM, CYLIMJIH Hal
6e3BOIHBIM CyJIb(GATOM HATPHsL, (GHIBTPOBAIN H KOHLIEHTPHUPOBAJIN IPH NOHM)KEHHOM JaBJICHUN
c MOJIyYE€HUEM TpeT-OyTH 1-okco-7,8-guruapo-SH- 1nsmbnas-1,6-nadgrupunus-6-
kapOokcunara (0,30 r, HEOUHUINEHHBIH) B BUAE JKeITOro TBepmoro Bemectsa. MC m/z 251,1
[M+1]*.

Oran 7. B cmech tper-Oytun 1-okco-7,8-murunpo-SH-1mamOnas-1,6-wadrupunus-6-

2

kapookcunara (0,30 1, HeouMIIEeHHBIW TPOAYKT C OdTama ©6) B Boae HO0ABISUU
metaHcynbpormmxmopua (0,27 1, 2,35 mmonp). Cmech mnepeMemuBajid NPU KOMHATHOM
TeMIneparype B TeueHHEe 2 Y. PEakIMOHHYI0 CMECh 3KCTParupoBaIH JUXJIOPMETAHOM.
OObenuHEHHBIE OpPraHWYECKHE CJIOW TPOMBIBAJIM BOAOH, 3aTeM CYIIMJIN Haja Oe3BOIHBIM
cynab(aroM HaTpus, (UIBTPOBATM W KOHLEHTPHUPOBAIM TPH MOHWKEHHOM JABICHHH C
nojydyeHueM Tper-Oytun  2-okco-1,5,7.8-terparunpo-1,6-nadrupuann-6(2H)-kapbokcunata
(0,26 r, HEOUMIIEHHBIH) B BUAE KOPHYHEBOrO TBepA0ro Bemectsa. MC m/z 251,2 [M+1]".

Oran 8 B cmecy Tper-Oyrun  2-okco-1,5,7,8-terparunpo-1,6-HadTupuaus-6-
kapOoxcmnara (0,26 r, 1,03 mmonp) u mupuauna (0,16 r, 2,22 MMonp) B quxjopMerane (5 mu)
nobasysun Tpudropmerancyibdonoseiii anrunpun (0,44 r, 1,56 mmons). CMech nepemMeruBaIm
IIpM KOMHATHOW TemIeparype B TedeHue 3 4. PeaklMOHHYH CMeCh NPOMBIBAIM BOAOW.
Opranuueckuii cjaOH Cymwid Hax Oe3BOAHBIM  Cysib(paroM HaTpus, (QUIBTPOBATH U
KOHLEHTPUPOBAJIM  IPU  TOHWKEHHOM  JaBJICHMH C  TOJNy4eHueMm  Tper-Oytmin — 2-
(TpudropmeTancyiabdonmnokcn)-7,8-nurunpo-SH-1,6-nagrupunun-6-kapdokcunara (A7) (320
MT, HEOUMIIEHHBIN) B BUJE KOPUYHEBOTO MAcCya, KOTOPOE HEMOCPEACTBEHHO HCIONIb30BaIU O3
ounctku. MC m/z 383,2 [M+1]".

ITpomexyTouHoe coenrHeHUE A8

Tper-OyTua 2-x70p-6,8-muruapo-SH-1,7-nadTupunns-7-kapOokcunar

R
N I =
Boc™ N™ ~CI

Oran 1: Cmece MeTun 6-xJop-3-MeTrnnupuanH-2-kapookcunara (5,00 r, 27,02 Mmonb),
N-6pomcykimanmuaa (7,20 r, 40,44 mmons) u azonunzodyruponutpuna (0,88 r, 5,36 Mmonb) B
TeTpaxyopuae yriepona nepemermnsany npu 80°C B Teuenue 8 u B armocdepe azora. Trepasie
BEIECTBA OTQWIBTPOBBIBATH. (DUIBTPAT KOHLEHTPUPOBAIM MPHU MOHWKEHHOM JaBJICHUHU.
OcraTok OYHIIaNU MOCPENCTBOM KOJOHOYHOH (uaur-xpomarorpaduu ¢ 0~50% sTunanerara B
neTpojieiHOM 3¢dupe ¢ monmyueHneM MeTHn 3-(OpoMomeTn)-6-XJIopnupuInH-2-KapOoKcuIaTa
(5,10 1, 72%) B BUzE Genoro TBepaoro Bemectsa. MC m/z 263,9 [M+1]".

Oran 2: B pactBop metmn 3-(OpoMomerin)-6-xmopnupunuH-2-kapookcunara (3,90 r,

14,77 mmonb) u TterpalOytunammonus ¢ropuma (5,80 r, 22,13 MMOIb) B aleTOHUTPHIIE
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MeJUIEHHO no0aBisii TpuMerwicumniuanun (2,90 r, 29,00 mmons) npu 0 °C. Tlocne
nepeMellMBaHusl IPU  KOMHATHOM Temmeparype B TedeHHe 16 4  cMmech pa3sBOAUIIH
IUXJOPMETAHOM M TPOMBIBAJIM COJIEBBIM pacTBOpPoM. OpraHu4YecKHil CIOW CyLIMJIH Haj
0e3BOAHBIM CynbpaToM HaTpus, (PUIBTPOBANM W KOHLEHTPUPOBAIM NPU IOHWKEHHOM
naBieHuu. OCTaTOK OYHMINAIH TIOCPEACTBOM KOJIOHOUHOW (udiu-xpomarorpadpuu ¢ 0~70%
STUNIALIETAaTa B METPOJICHHOM 3(pUpe ¢ MONyYEeHHEM METHJ O-XJIOp-3-(LHaHOMETHI)TUPUINH-2-
kapOokcunara (1,60 r, 52%) B Buzme cBemyo-kenroro Teepaoro Beuiecta. MC m/z 211,1
[M+1]*. '"H SIMP (300 MTI't, IMCO-dg) & 8,08 (11, J=8,4 'y, 1H), 7,82 (n, J=8,4 T'u;, 1H), 4,28
(c, 2H), 3,89 (c, 3H).

Oran 3: PactBop mMetun 6-xyop-3-(1manoMeTn)nupunuH-2-kapookeunara (1,60 r, 7,58
mmoib) U Ni Penes (0,06 1) B MeraHOJe NepeMelIMBAIN NPH KOMHATHOH TeMIlepaType B
TeueHne 6 4 B armocepe Bomopoma. TBepnble BemiecTBa OTPMIBTPOBBIBATH. PUIbTpaT
KOHLIEHTPUPOBAJIH TMPH MOHIKEHHOM JaBJieHUH. OCTaTOK OUHINAIH MOCPEICTBOM KOJOHOYHOH
dmm-xpomarorpaduu ¢ 0~100% sTunanerata B neTpojetHOM 3dHpe ¢ MONydeHueM 2-XJIop-
6,7-nurunpo-SH-1,7-napTupunun-8-ona (0,57 r, 41%) B BUIE KENTOTO TBEPIOTO BEILIECTBA.
MC m/z 183,1 [M+1]".

Oran 4: B cmech 2-xm0p-6,7-quruapo-SH-1,7-nadTupuann-8-ona (0,42 r, 2,29 MMone) u
6oprunpuna Hatpus (0,52 r, 13,68 Mmoinb) B TeTparunpodypase 100aBisiin 3pUPHbIA KOMILIEKC
tpudropuna Gopa (2,00 r, 13,51 mmonn) npu 0 °C. CMmech mepemeinvBany MPU KOMHATHOM
Temneparype B TedueHue 8 4. Peakmmro racunum Bopoit u noxkucismi HCl (BoxH., 2 H.) mo pH 5.
Cwmech 3KkcTparupoBanu 3tuinaneratoM. Boguyio ¢asy cobupanu u noauienaunBaim, UCIOIb3Ys
HACBILICHHBIA BOIHBIM pacTBOp OmkapOonara Hatpus, no pH 8. Cwmech skcTparupoBaiu
sTinaneratoM. OpraHudeckuil ciold coOMpainyu M CYIIMJIN Haa Oe3BOAHBIM CYJb(aTOM HATpUS,
(GrIBPTPOBANTM M KOHLIEHTPUPOBAJIHU MPU MOHWKEHHOM IABJICHUHU C TOJNy4eHueM 2-xyop-5,6,7,8-
terparunpo-1,7-nadrupununa (0,31 r, 80%) B Buge Oenoro TBepaoro Beuiectsa. MC m/z 169,0
[M+1]*. '"H SIMP (300 MTI'ry, IMCO-dg) & 7,68 (1, J=8,1 I'ry, 1H), 7,35 (n, J=8,1 I'y, 1H), 6,72
(c, 1H), 3,90 (an, J=17,1, 3,9 I'u, 1H), 3,67 (an, J=17,1, 9,3 I'y, 1H), 3,27-3,13 (M, 1H), 3,03-
2,63 (M, 3H).

Oran 5: B cmech 2-xmop-5,6,7,8-terparuapo-1,7-naptupununa (0,10 r, 0,59 mmonb) u
tpmweTwamura (0,18 1, 1,78 wmmonb) B auxiopmerane (2 wmi) pobaBmsuin  nu(Tper-
OyTun)kap6onar (0,42 r, 1,94 mmons). Cmech nepememBanu npu 60°C B Teuenune 8 4. Cmech
KOHLIEHTPUPOBAJIU MPH MOHWKEHHOM HaBjieHuH. OCTaTOK OYHINAIH MOCPEICTBOM KOJIOHOYHOM
¢mm-xpomarorpaduu ¢ 0~80% s>THnanerata B NETPOJEHHOM 3(Upe C MONyYeHHEM TPeT-OyTHI
2-xyop-6,8-nurunpo-SH-1,7-nadTupunun-7-kapobokcumnara (A7) (0,056 r, 35%) B BUIE KeaTOrO
macaa. MC m/z 269,1 [M+1]".

[IpomexyTouHoe coeqnHeHuEe A9

6-¢rop-5-(1,3,4-okcanuason-2-ui)XUHOIUH-2- 1T Tpu(TOpMeTaHCYIb()OHAT
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Oran 1: B pactBop 3-6pom-4-dropannnuna (10,00 r, 52,63 MMonb) B TeTparuapodypane
(200 mu1) mepsieHHo noGaBsin Ouc(Tpumeruncur)amug autus (78,90 mn, 78,90 mmons, 1 M
B Terparuapodypane) npu -78 °C. Tlocae nepememmBanus npu -78°C B Teuenue 10 MuH B
BBILIEYKA3aHHYI0 CMECh MEIJIEHHO AO0ABIISUIM pacTBOp TUI 3,3-audTokcurnpomnanoara (12,00 r,
63,15 mmonb) B Terparuapodypane (50 mu) mpu 0 °C. Cmech MeANeHHO HAarpeBaud 0
KOMHATHOW TEeMIEPATypbl U NEpEeMElIUBAId IIPU KOMHATHOW TeMmIeparype B TeueHue 16 u.
Peakunio racuim, MCHONB3Ysl JIMMOHHYKO KHCHIOTY (BomH., 20%) mpu S5 °C. Opranudeckuit
pacTBOPUTENb YOASUIA TPH TOHMKEHHOM paaBieHHH. (OcCTaBmIylOCs BOAHYHO  (dasy
SKCTPArupoOBaN TuXJopMeTaHOM, OpraHMYeCcKHi CJIOH MPOMBIBAIN BOJIOH, a 3aTeM CYLIIIN HaJ
0e3BOHBIM CyJb(paToOM HaTpusi, GUIBTPOBAIH M KOHLEHTPUPOBAIN JOCYXa MPU MOHIKEHHOM
naBneHUH ¢ noiydeHueM N-(3-Opom-4-¢ropdenmn)-3,3-mudTokcunponanamuna (19,00 T,
HEOUHILIEHHBIH) B BUe KOPHYHEBOro TBepaoro semectsa. MC m/z 334,0 [M+1]".

Oran 2: Cwmecp N-(3-Opom-4-¢propdenmn)-3,3-qusTokcunpomnasamuna (3,00 r, 8,98
MMOJIb) B cepHOW kucaoThl (13,20 r, 134,69 mmonp) B nuxymopmerane (50 Mi) HarpeBaiu 10
pedmrokca B Teuenue 0,5 u. Cmech oOpabarbiBaiuM JIEASTHOW BOAOW U OKCTPArupOBaIIH
nuxjaopmeraHoM. OObenUMHEHHbIE OpraHUYECKHe CJOW TPOMBIBAIN BOJOH, CYIIMJIHM Haj
0e3BOAHBIM CynbpaToM HaTpus, (UIBTPOBAIM W KOHLEHTPUPOBAIM NPU IOHWKEHHOM
naBieHnd. OCTaTOK OYHMINAIH TOCPENCTBOM KOJOHOUHOHN (Qumii-xpomatorpadguu  0~100%
STUJIALIETATa B METPOJIEHHOM 3(upe ¢ MoJydeHueM cMmecu S-Opom-6-gTop-1H-XxuHONMMH-2-0H U
7-6pom-6-ropxunonuH-2(1H)-ona (0,24 1, 11%) B Buae sxentoro TBepaoro semecrsa. MC m/z
242,0 [M+1]".

Oran 3: Cmecb 5-Opom-6-¢rop-1H-xunomnu-2-ova u 7-6pom-6-propxunomuH-2(1H)-
oHa (1,00 r, 4,11 mmounn), [1,17-6uc(audennndocpuno)deppouen]|muxnopnamnanus (II) (0,30 r,
0,41 mmounb) u TprsTwiamuss (0,84 r, 8,36 MMosb) B MeraHoje nepememnuBaiu npu 60°C B
TedeHne 16 4 B aTtMmocdepe MOHOOKcHma yriepoma. CMech KOHLEHTPHPOBAJIU B BaKyyMe.
OcTaToK OuYMIIANId TOCPENCTBOM KOJOHOUHOH (iani-xpomartorpaduu ¢ 0~100% sTunanerara B
NEeTPOJICHHOM 3(upe ¢ mojy4eHneM cmecu MeTul 6-pTop-2-okco- 1 H-xunonun-5-kapbokcunara
u Metun 6-¢prop-2-okco-1,2-muruapoxuHonus-7-kapbokcmnata (0,80 1, 88%) B BHIE
KOpU4HEBOro Teepaoro semectsa. MC m/z 2221 [M+1]".

Oran 4. Cmech metun 6-¢grop-2-okco-1H-xuHoMMH-5-kapOokcunara U MeTui 6-pTop-2-
okco-1,2-nurunpoxuHonuH-7-kapdokcunara (5,00 r, 22,52 mmonb) u rugpokcun jutust (1,90 r,
79,16 mmonb) B Terparuapodypane (50 mu) u Boge (50 mi) mepeMemnBaid NPU KOMHATHOM
Temneparype B TedeHne 8 4. OpraHH4YecKHil pPacTBOPUTENh YAAISUIM IPU HMOHWKEHHOM
nasnennu. Boguyro ¢asy noaxucnsamu HCl (Boms., 2 H.) no pH 5. Bonnyro ¢a3y Hanpsmyro

OUHUIIAJIA TIOCPEICTBOM OOpameHHO-(Pa30Boi KOJOHOUHOW ¢m-xpomarorpapuu ¢ 5~50%
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alleTOHUTpUJIA B Bonxe B TedeHHe 30 MHUH € TOJy4YeHHEM cMecu MeTmil 6-¢prtop-2-okco-1H-
XUHOJMH-5-KapOOHOBOW ~ KHUCJIOTBI U 6-(rop-2-0KCo-1,2-TUruapoXuHOINH-7-KapOOHOBOM
kucnothl (2,20 1, 47%) B Busie KOPMUHEBOrO TBEpAOro Bemectsa. MC m/z 208,1 [M+1]".

Oran 5. B cmecy 6-¢rop-2-okco-1H-xunonuH-5-kapbonosoii kucnorsl (1,20 1, 5,76
MMoib), TpeT-OyTrokcukapborunpasuna (1,20 r, 9,09 mmons), N-(3-numernnamunonpomnm)-N’-
stunkapbonuumunaa rugpoxiopuna (1,70 r, 8,85 mmonb) u 1-rugpokcudenszorpuazona (1,20 r,
8,88 mmonp) B N, N-mumerunpopmamune (15 mu) mobasmsmn tpustmnamus (1,70 1, 16,83
mMmoJib). Cmech mnepememmwmBanu npu 30°C B Teyenwe 8 u. Cmech pa3BOAMIIM BOIOH W
SKCTparupoBaiu sTujaneratoM. OObeIMHEHHbIE OPTaHUYECKUE CJIOU TPOMBIBAIM BOJOH,
Cyurmjii Hajx Oe3BOOHBIM CyJibpaToM HATpUs, (QIIBTPOBAIM W KOHIEHTPUPOBAIH TIPH
MOHMKEHHOM AaBiieHHH. OCTaTOK OYMIIAIN OCPEACTBOM KOJIOHOUHOM (iduI-xpomarorpaduu ¢
MOJIy4YEeHUEM cMecu N-(tper-OyTokcukapbonmn)-6-¢prop-2-okco- 1 H-xuronuH-5-
kapOoruapasuna u Tper-oyTun 2-(6-pTop-2-okco-1,2-TUruapOX THOIHMH-7-KapOOHMI ) rUAPa3UH-
1-kap6okcunara (1,10 r, 61%) B Buze kKopuaHeBOro TBepaoro semectsa. MC m/z 322,1 [M+1]".

Jran 6 B cmece  N-(tper-OyrokcukapOonun)-6-¢pTop-2-okco-1H-xunonun-5-
kapborunpasuna Tper-oytun 2-(6-pTop-2-okco-1,2-TUruapoX UHOIUH-7-KapOOHWT)ruIpa3uH- 1-
kapbokcmnara (1,10 r, 3,31 mmonb) B guxmopmerade (20 mut) mobaBisuid TpUPTOPYKCYCHYIO
kuciory (11 mur). Cmece nepememuBany Mpu KOMHATHOH TeMneparype B Tedenue 3 4. Cmech
KOHLIEHTPUPOBAIA TPH IOHIKEHHOM JaBJICHHM C TMOJydeHHeM cmecu O6-¢prop-2-okco-1H-
XUHOJMH-5-kapOoruapasuna u 6-grop-2-okco-1,2-guruapoxnHonu-7-kapooruapasuna (0,69 r,
HEOUHILIEHHBIH) B BUIE 5KeJITOro TBepaoro semectsa. MC m/z 2222 [M+1]".

Ortan 7. Cmech 6-¢prop-2-okco- 1 H-xunonmuH-5-kapborunpasuna u 6-¢prop-2-okco-1,2-
AUTHAPOXUHONNH-7-KkapOooruapasuza (1,40 r, 6,30 mmonb) u Tpumermnoptopopmuara (15 mi)
nepememuBanu npu 120°C B Tedyenune 3 4. Cmech KOHLEHTPUPOBAIM IPH IOHMKEHHOM
JaBJIEHUH C TMoiyueHrueM cmecu 6-¢prop-5-(1,3,4-okcanmnaszon-2-mun)-1H-xuHonuH-2-ova U 6-
dTop-7-(1,3,4-okcanuazon-2-wn)xunonuH-2(1H)-ona (0,96 1, HeEOYMINEHHbI) B BHUIE
KOPUYHEBOTO TBEPAOTO BEINECTBA, KOTOPOE HEMOCPEACTBEHHO MCIIOJNB30BAM HA CIENYIOIEM
sTane 6e3 NONoNHUTeNbHOM ouncTk. MC m/z 232,0 [M+1]".

Oran 8 B cmecwh 6-¢prop-5-(1,3,4-okcanuazon-2-mn)- 1H-xunommu-2-oHa u 6-rop-7-
(1,3,4-okcamuazon-2-un)xunonuH-2(1H)-ona (0,30 r, 1,35 mmonsw), mupuauna (0,20 r, 2,77
MMOJIb) B IUXJIOPMETAHE MEMJIECHHO N00aBsuTh TpudTopMeraHcyab(oHoBbiil anruapua (0,55 r,
1,94 mmone) npu 0 °C. CMech mepemeinvBany NMpyu KOMHATHON TeMIEpaType B TEYEHHE 3 4.
PeakunoHHYI0O CMeChb TacHiIM BOXOW W OSKCTPArHpoBaiu AuxjopMmeraHoM. OObenrHEHHBIE
OpPraHWYECKHEe CIIOM CyIIWId Hajx Oe3BOOHBIM Cyib(aroM HaTpus, QUIBTPOBAIA U
KOHLIGHTPUPOBAIM TMPU TOHMKEHHOM JaBJICHMH C TOJNy4eHueM cmecu O-¢rop-5-(1,3,4-
OKCaaua3oi-2-ui)XUHONMMH-2-u1  Tpudropmerancynbponara (A8) wu  6-drop-7-(1,3,4-
OKCaua30J-2-ui)XUHOMUH-2-11 Tpudropmerancyibdonara (0,38 r, HEOUMIIEHHBIH) B BHIE
KOPUYHEBOTO TBEPAOTO BEIECTBAa, KOTOPOE HEMOCPEACTBEHHO HCIOJb30BAIN HA CIEAYIOLIEM
sTane 6e3 nonoJHUTENbHOM ouncTkr. MC m/z 364,1 [M+1]".

ITpomexytouHoe coeauHeHue A10
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5-(1,3,4-okcanuason-2-wi)XHHOJIUH-2-Uj1 TpUTOpMETaHCYIb(POHAT
N=
N b
i
N7 oI

Oran 1: PactBop S-xuHOnmHKapOOHOBOH KuciaoTel (5,00 r, 28,87 mmonp) u 1,17-
kapOonunauumunasona (5,20 r, 31,76 mmons) B Terparuapodypane (40 M) nepemMenIuBaiu npu
KOMHATHOW TeMIepaType B TeueHue 2 4. 3aTeM B BbIIIEYKA3aHHYIO CMECh JAO0aBIISUIH TUAPAT
rugpasuHa (2,90 r, 57,74 mmonb, 80% B Bonme). PeaklMOHHYIO CMeCh MEPEeMELIMBAIN IPH
KOMHATHOW TeMmreparype B TedeHue 2 4. TBepaple BemecTa coOupanu myreM (GpuibTpanuu u
CYLIWJIM B BaKyyMe C MOJIyYeHHEeM XUHOJHH-S-kapOoruapasuna (2,50 r, 46%) B BuIe ceporo
tBepaoro Bemectsa. MC m/z 188,1 [M+1]".

Oran  2: Cwmecb xuHONMMH-S-kapOoruapasuma (2,30 1, 1228 wmmomb) u
tpumetmiiopropopmuara (10 mi) nepememmBanun npu 120 °C B Teuenme 4 4. Cwmech
KOHIIEHTPUPOBAJIN B Bakyyme ¢ monydeHueM S5-(1,3,4-oxcagmazon-2-mwn)xunonura (2,30 r,
HEOUHILIEHHBIH) B BUe KOPHYHEBOro TBepaoro semectsa. MC m/z 1982 [M+1]".

Oram 3: B pactBop 5-(1,3,4-okcannazon-2-win)XuHoJauHA (2,2 T, HEOYHIIEHHBIA ¢ dTana
2) B puxnopmerane (20 mu) mobasmsm 3-xjopOensoiiHyro kucnoty (3,80 1, 22,31 mMmods).
Cmech mepeMelnBaiM NMPU KOMHATHON TeMmIepaType B TeueHue 5 4. PeakIMOHHYIO CMecCh
NOJIIENaYNBAIM, HCIIONb3Ysl HACHIEHHBIH BOXHBIM pacTBOp OukapOoHaTa HaTpus, W
SKCTPArpoBaly AUXJIOpMeTaHOM. OpraHudeckuil Cioil Cymuian Haj Oe3BOAHBIM Cyb(paTom
HaTpusi, GUIBTPOBAIM M KOHIIEHTPUPOBAJIM B Bakyyme ¢ nonydeHueMm S5-(1,3,4-okcannazon-2-
YUT)XUHONUH- 1 -uii-1-onara (2,3 T, HEOUYHIIEHHBIN) B BUAE XKeATOro TBepaoro semectsa. MC m/z
214,1 [M+1]".

Oran 4: B cycnensuto 5-(1,3,4-oxcanua3on-2-ui)XxuHonuH- 1-uii-1-omara (0,63 r, 2,95
MMOJb) B Boae (8 mu) mobGaensim MetaHcynbdonmwxmopun (0,68 r, 591 mmons). Cmech
nepeMeInIuBalId PH KOMHATHOHN Temreparype B TeueHue 20 muH. TBepabie BelecTBa CoOMpanu
nyTeM (QWIBTpALMU W CYIIMJIM B BakyyMe ¢ mnoayderueM S-(1,3,4-okcaamazon-2-ui)-1H-
xuHomuH-2-oHa (0,56 mr, 88%) B Buje *kenToro Teepaoro semecrsa. MC m/z 214,1 [M+1]". 'H
SAMP (300 MI'u, IMCO-dg) 6 12,07 (¢, 1H), 9,45 (¢, 1H), 9,00-8,84 (m, 1H), 7,78 (mn, J=7.5,
1,3 T'g, 1H), 7,70 (1, J=7,8 ', 1H), 7,56 (ar, J=8,1, 1,2 'y, 1H), 6,72 (7, J=9,9 'y, 1H).

Oran 5: B pacteop 5-(1,3,4-okcamuazon-2-un)-1 H-xuronun-2-oHa (0,26 1, 1,22 Mmodb)

u mupumuHa (0,19 1, 244 wmmonp) B paumxsopMeraHe (2 mu)  poOaBisn

>
Tpudropmerancynpponoseiii anrunpun (0,51 r, 1,83 mmons) npu 0 °C. Cmech nepemennBaiu
IIpU KOMHATHOW TemIeparype B TedeHue 2 4. PeaknMOHHYH CMeCh NPOMBIBAIM BOAOM.
Opranndeckunii ciol cymuian Hajx Oe3BOAHBIM  Cyib(paToM HaTpus, (UIBTPOBATH U
KOHLIEHTPUPOBAJIU c MOJIy4EHUEM 5-(1,3,4-oxcanua3zon-2- )X HHOJINH-2-1a
Tpudropmerancynpdponata (A9) (404 Mr, HEOUHNIEHHBII) B BIJIe KPACHOTO TBEPJIOTO BELIECTBA.

MC m/z 346,1 [M+1]".
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IIpomexyTtounoe coenuHeHue All

2-xnop-6-metun-7H-nuppoino[3,4-b|nupuann-5-on

Oran 1: B pactBop Mermn 6-xyop-2-Merninupuans-3-kapookcunara (200 mr, 1,08
MMOJIb) M azomun3oOytuponutpuia (35 mr, 0,2 mMmonab) B Terpaxjopune yriepoaa (10 mu)
noGasysmn  N-Opomcykuuaumun (153 wmr, 0,88 mmonp) B atmochepe aszora. Cmech
nepemermuBaiu npu 80°C B TeueHue HouHM. TBepabie BeuiecTBa OTGUIBTPOBBIBAIH. DHIBTPAT
KOHLIEHTPpUpPOBAIM B Bakyyme. OCTAaTOK O4YMINANK MOCPEACTBOM KOJOHOYHOH  (hiaim-
xpomatorpadpun ¢ 0~80% osTunanerara B merpojiciHOM 3(pupe C TOJydYeHUEM METHN 2-
(6pomomeTin)-6-xopriupunuH-3-kapdbokcunara (260 mr, 91%) B Bune kopuaHeBoro macia. MC
m/z 264,2 [M+1]*.

Oran 2: Cmech mMetun 2-(6pomMomeTin)-6-xmopnupuanH-3-kapookcunara (260 mr, 0,98
mMMmoJb) U MetmiamuHa (10 M, 2 M B Terparuapodypane) nepeMeInuBaid MpH KOMHATHOM
Temneparype B TedeHne Houd. CMech KOHIEHTpHpoBajdH B Bakyyme. OCTaTok odMIIad
MOCPEICTBOM KOJIOHOUHOU (ismi-xpomartorpaduu ¢ 0~70% stunanerara B meTpojeitHOM dupe
¢ moJy4eHueM 2-xjop-6-merun-7H-mmppono|[3,4-b Jrupunun-5-ona (A11) (100 mr, 55%) B Bune
CBETJIO-KEJITOro TBepaoro Bemecrsa. MC m/z 183,2 [M+1]". 'H siMP (300 MI'y, AMCO-d¢) &
8,09 (n, J=8,1 I', 1H), 7,60 (&n, J=8,1 I'y, 1H), 4,52 (c, 2H), 3,07 (c, 3H).

IIpomexyTouHoe coeauHeHue Al2

6-xy0p-4-metui-1-(4-merundensoncyabponmn)-3,4-quruapo-2H- 1,5-nadrupuann

Ts
N w2

»

N™ TCI

Oran 1: B pactBop N-(6-xnopnupunun-3-uin)-4-merundensoncyiabponamuna (3,00 r,
10,63 mmoub), Tpudpenundochuna (4,20 r, 16,03 mmons) u 3-6yren-1-ona (0,77 r, 10,69 Mmosnb)
B Terparuapodypane (30 mun) karwsiMu godasnsin quusonponmiasoaudopmuar (3,20 r, 15,84
mmodb) ipu 0°C B atmocdepe azora. CMech nmepeMeImnBaiu NpyU KOMHATHOH TeMIiepatype B
TeueHne 2 4. llodydeHHYH0O CMech KOHLEHTpHpOBasud B BakyyMe. OcTaTok oO4HIIaIN
MOCPENCTBOM KOJIOHOUHOU (usm-xpomartorpaduu ¢ 0~80% sTunanerara B meTpojieitHoM ddupe
¢ mnonydeHueM N-(OyTt-3-en-1-wun)-N-(6-xmoprnupuaus-3-ui)-4-MmeTuiadeH30ICcy IbpoHaMuIa
(3,50 , 97%) B Buze cBeTaO-kenToro macaa. MC m/z 337,1 [M+1]".

Oran 2: Cwmech N-(6yT-3-en-1-mn)-N-(6-xnoprupuaus-3-w)-4-
metrunoensoncyiabponamuna (1,40 r, 4,17 mmonp) u TpudropykcycHor kucaotel (0,96 r, 9,90
MMOJIb) B 3TaHose (10 mi1) mepemennBany MpU KOMHATHOH Temmeparype B TeueHue 10 MuH.
3areM B BBIIIEYKAa3aHHYIO CMeCh NOOaBsuM aneruianeroHar skemeza (0,75 r, 2,12 mmonb),
¢denmncunan (1,20 r, 10,65 mmonb) u mu-tper-Oytun nepokcun (1,90 r, 12,74 mmonb) npu

KOMHaTHOHU Temneparype. Cmece nepememnanu npu 60°C B Tedenne Houn. CMmech pa3BOAUIN
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BOIOW W 3KcTparupoBayiu sTwianeratroM. OObennHEHHbIE OPraHUYECKHe CJIOM IPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYILIMJIM Hax O€3BONHBIM CyiabpaToM HaTpus, (QuibTpoBamu W
KOHLIEHTpUpOBaIX B BakyyMme. OCTaTOK OYHMINAIM IOCPENCTBOM OOpareHHO-(pa30BoMH
KOJIOHOUHOU (yam-xpomarorpaduu ¢ 40~60% aueToHUTpPHIIA B BOE C MOJyYeHHEM 6-XJiop-4-
metui-1-(4-metunbensoncyabdonnn)-3,4-nuruapo-2H-1,5-naprupununa (A11) (0,30 r, 20%) B
BHjie TPs3HO-Oenoro Teepaoro semectsa. MC m/z 337,1 [M+1]". 'H ssmp (300 MI'u, IMCO-
de) 6 8,03 (m, J=8,7 I'y, 1H), 7,51 (m, J=8,4 T'u, 1H), 7,46-7,32 (m, 4H), 3,87-3,83 (m, 1H), 3,73-
3,55 (m, 1H), 2,71-2,64 (m, 1H), 2,35 (c, 3H), 1,77-1,66 (M, 1H), 1,30-1,07 (m, 1H), 0,98 (x,
J=7,2T1, 3H).
ITpomexyrounoe coequnenue Al3

6-xnop-4-metmi-1-(4-merundensoncynbdonmn)-3,4-nurunpo-2H-1,7-nadrupunun

Ouncrka peaknuoHHON cmecu ¢ srama 2 (Al2) taxke mana 6-xyop-4-merwt-1-(4-
metunoeH3oncyabonmn)-3,4-quruapo-2H-1,7-nadptupunun (0,20 1, 14%) B BUAe KenaTOro
macna. MC m/z 337,1 [M+1]*. "H SIMP (300 MI', IMCO-de) & 8,57 (c, 1H), 7,51 (n, J=8,4 I'ry,
2H), 7,40-7,37 (m, 3H), 3,86-3,59 (m, 2H), 2,77-2,53 (M, 1H), 2,35 (¢, 3H), 1,72-1,52 (m, 1H),
1,29-1,04 (m, 1H), 0,96 (z, J=7,0 'y, 3H).

IIpomexyTouHoe coenuHeHue Al4

6-xnop-4,4-numeTun- 1-(4-merundensoncynbponnn)-2,3-muruapo- 1,5-napTupuanx

Ts
|
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Oran 1: B cmech 6-xnoprnupuans-3-amuna (5,00 r, 38,89 mmonb) u nupuanna (50 mur)
vacTaMu 100aBsn n-Tonyoncyabborumxnopun (8,90 r, 46,68 mmons) npu 0~5 °C. Cmech
Harpesanu a0 60°C B teueHue 2 4. Cmech KOHLIEHTPUPOBaIU B BakyyMe. OCTaTOK OYHMINAIH
MOCPENCTBOM KOJIOHOUHOM (am-xpomartorpaduu ¢ 0~40% sTtunanerara B meTpojieitHoM dupe
¢ nmonydeHreM N-(6-xnoprniupunus-3-ui)-4-merundensoncyibdonamuna (9,10 r, 82%) B Buzae
CBETJIO-KEJITOro TBepaoro semectsa. MC m/z 283,0 [M+1]*.

Oran 2: B pactBop N-(6-xmoprnupunus-3-wun)-4-merundensoncyiabpornamuna (1,00 r,
3,53 mmonb), 3-metun-3-0yren-1-oma (0,31 r, 3,60 mmone) u Tpudenundochuna (1,40 r, 5,34
MMOJIb) B TeTparuapodypane (10 min) kamssmu nodasisimn aunsonponuiazoaudopmuar (1,10 T,
5,44 mmonp) mpu 0°C B atmocdepe azora. CMech HarpeBajad A0 KOMHATHOH TeMIepaTypbl B
teueHne 3 4. CMech KOHLIEHTpUpPOBaIM B BakyyMme. OCTAaTOK OYHINAIH IOCPEACTBOM
KOJIOHOYHOH (mam-xpomarorpapuu ¢ 0~20% sTunanerara B NETPOJIEHHOM 3dupe C
MOJIyYeHUEM N-(6-xnoprupunus-3-uin)-4-metun-N-(3-metunOyr-3-eH- 1-

nn)Gersoncyasponamuna (1,10 r, 88%) B Bune GecuserHoro macaa. MC m/z 351,1 [M+1]*. 'H
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SAMP (300 MTI'ny, xnopodopm-d) 6 7,95 (n, J=1,5 I'u, 1H), 7,47-7,44 (m, 3H), 7,33-7,27 (m, 3H),
4,78 (c, 1H), 4,59 (c, 1H), 3,66 (1, J=7,2 'y, 2H), 2,43 (c, 3H), 2,13 (T, J=7,2 I'y, 2H), 1,70 (c,
3H).

Oran 3: B pactBop N-(6-xnopnupunus-3-uin)-4-metun-N-(3-metunOyr-3-eH-1-
un)oensoncynpponamuna (2,00 r, 5,70 wmmoab) B sraHone (20 wmu) mobaBisuin
tpudpTopykcycHyro kucnory (1,40 r, 12,27 mmonb). CMech mepeMeimuBaiy NpyU KOMHATHOM
Temreparype B TedeHne 10 muH. 3a 3TUM cienoBaio noOaBiieHHE aleTHIIAETOHATA JKeJes3a
(1,00 1, 2,83 mmonb), penmncunana (1,60 r, 14,82 mmosb) u au-tper-Oytun nepokcuaa (2,60 r,
17,81 mmonb) mpu koMHaTHOH Temneparype. Cmeck Harpeanu 10 60°C B Teuenne 16 4. Cmech
pasBOmWIM BOAOH W moxmenayuBaniu  kapOboHatom kKamms. CMech  SKCTparupoBasivd
stunaneratoM. OpraHM4YecKuil CJI0H CyImiIn Haj O€3BOIHBIM CYJIb(paToM HATpHs, GUIBTPOBAIH
U KOHLEHTPHpPOBaJM B BakyyMe. OCTaTOK OYHMINAIM TOCPEACTBOM KOJOHOYHOH (hJidim-
xpomatorpaduu ¢ 0~20% sTunanerata B METPONCHHOM 3dupe ¢ THoJydeHuem O6-xjop-4,4-
numeTui- 1-(4-merunbensoncynbdonmn)-2,3-nurunpo-1,5-nadprupununa (260 mr,13%) B BHIe
6esoro TBepaoro Bemectsa. MC m/z 351,1 [M+1]*. 'H SIMP (300 MI'y, xnopodopm-d) & 8,12
(n, J=8,7 'y, 1H), 7,47 (n, J=8,7 ', 2H), 7,25 (n, J=8,7 I'y, 2H), 7,12 (n, J=8,7 I'y, 1H), 3,83-
3,73 (M, 2H), 2,40 (c, 3H), 1,42-1,32 (m, 2H), 1,06 (c, 6H).

IIpomexyTouHoe coequHenue AlS

6-xnop-4,4-numeTnn- 1-(4-metundensoncynbhponnn)-2,3-nuruapo- 1,7-nadpTupuanx
rEs

N

# e

Ouncrka peakuMOHHOW cmecu ¢ stama 2 (Al4) takke nanma 6-xynop-4,4-mumerw-1-
to3un-1,2,3,4-rerparunpo-1,7-nadrupunun (A15) (170 mr, 8%) B BHIE CBETIIO-KENTOrO Macia.
MC m/z 337,1 [M+1]". 'H IMP (300 MI'n, xnopodopm-d) & 8,82 (c, 1H), 7,46 (x, J=8,7 I'n,
1H), 7,22 (g, J=8,7 I'u, 1H), 7,15 (¢, 1H), 3,84-3,74 (M, 2H), 2,39 (c, 3H), 1,43-1,33 (M, 2H),
1,04 (c, 6H).

ITpomexyrouHoe coequHeHue A16

2-x510p-6-[(4-meTokcudenmn)merun|-7-metui-7H-muppoino[ 3,4-b Jnupuans-5-oH

Q
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Oran 1: B pactBop metmn 3-okcanenranoara (18,00 r, 138,30 mmounb) B meranone (300
i) polasmsmm aneratr ammonus (56,00 r, 726,49 mmonp). CMmech mnepeMelmuBaid IPH
KOMHATHOW Temmepatype B TeueHne 48 4. CMmech KOHIIEHTpUPOBaIHM B Bakyyme. Octatok
Pa3BOIWIN AUXJIOPMETAHOM U POMBIBAIN BOJOH. OpraHndyeckuii Cioi cymmim Haj 6e3BOIHBIM
cyabdarom HaTpusi, GUIBTPOBAIH U KOHLIEHTPHUPOBAIU B BAKyyMe C MOJIy4YeHueM Metu (27)-3-

amuHoOMeHT-2-exoata (17,8 T, 99%) B Buze xenroro macia. 'H SIMP (400 MI'w, xiopodopm-d)
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54,58 (¢, 1H), 3,67 (¢, 3H), 2,19 (x, J=7,6 ', 2H), 1,17 (1, J=7,6 'y, 3H).

Oran 2: Cmecp Mmerun (2Z)-3-ammuonent-2-enoara (8,00 r, 61,93 mmonp) u sTun
nponmosnsta (7,40 r, 75,43 mmonb) B Toayone (150 mi) Harpesanu 1o pedurokca B TedeHue 48 .
CMech KOHLEHTPUPOBAIM B BakyymMe ¢ mnojydeHueMm l-stun  S-metun (2E,47)-4-(1-
AMHUHOMPONUJINIEH )IIeHT-2-eHanoara (17 r, HEOUMIIEHHbII) B BUIE SKEJNTOrO IOJYTBEPIOTO
semectsa. MC m/z 228,1 [M+1]".

Oran 3: B pacteop 1-3tun S-metun (2E,4Z)-4-(1-aMUHONPONMIUIEH )IEHT-2-€HANOATA
(17,00 r, 74,80 mmonb) B Metuicyibdokcune (100 mir) nodasmismu Tper-Oyrokcun Hatpus (0,50
r, 5,20 mmonp). Cmech Harpesanu mpu 150°C B Teuenue 1 u. Cmech pa3BoguiIM BOAOH U
noakucysm HCl (BoxmH.) no pH 5~6. Cmech skcrparupoBanu stuianeratoM. OpraHHYecKuil
Coi cymmiu Hax Oe3BOAHBIM Cysib(aTOM HaTpus, (QUIBTPOBAIM W KOHLEHTPUPOBAIH B
Bakyyme. OCTaTOK O4YMINAIA TOCPEACTBOM KOJOHOUHOH (udmi-xpomartorpadpun ¢ 0~80%
STUNALlETaTa B METPOJICHHOM 3Qupe ¢ TNoJdydeHHeM MeTHi 2-3THi-6-okco-1H-nmupuans-3-
kapbokcmnara (5,00 r, 44% 3a 2 srama) B Bume kentoro tBepaoro Bemecrsa. MC m/z 1821
[M+1]*.

Oran 4: Cmecp metun 2-3tui-6-okco-1H-nmupuann-3-kapOokcunara (4,40 r, 24,28
MMOJIb) U okcuxyopuaa ¢ochopa (100 mur) Harpesanu npu pedurokce B Tederne 16 4. Cmech
KOHLIEHTPUPOBAIA B BakyyMe. OCTaTOK pa3BOAMIM BOIOW U IMOIIIETAYUBAIA HACBHIIIEHHBIM
BOIHBIM pacTBOpoM OukapOonata HaTpusi. (CMecb OKCTPAarHpoBajd  3THUJIALIETATOM.
Opranndecknii Ciol cCymuiau Hax Oe3BOAHBIM Cyidb(paToM HaTpus, QUIBTPOBAIH H
KOHLIIEHTpUpOBAIM B BakyyMme. OCTaTOK OuYMINANM TOCPEACTBOM KOJOHOYHOH  (huammi-
xpomarorpadpuu ¢ 0~20% sTunanerata B neTposeHOM 3(pupe ¢ MOoTyueHHEeM METHI 6-XJIop-2-
STUnnUpuanH-3-kapbokcunara (3,60 T, 74%) B Buae xenToro macaa. MC m/z 199,9 [M+1]". 'H
SAMP (400 MI'u, xnopodopm-d) 6 8,14 (n, J=8,2 I'u, 1H), 7,24 (1, J=8,2 'y, 1H), 3,18 (x, J=7.4
I'u, 2H), 1,32 (t, J=7,4 'y, 3H).

Oran 5: Cmech MeTHn 6-XJop-2-3THinupuauH-3-kapookcuiara (2,00 r, 10,02 mmonb),
N-6pomcykimanmuaa (2,10 r, 11,79 mmons) u azonunzodyruponutpuna (0,16 r, 1,02 Mmons) B
TeTpaxyiopune yriepoaa (20 M) HarpeBasiu npu pedurokce B TeueHue 16 4. TBepabie BemecTsa
oT¢uibTpoBbIBAIN. DUIBTPAT KOHIEHTPUPOBAIM B BaKyyMe C mojydeHueM wetmn 2-(1-
OpoMaTIL)-6-xTopriupuarH-3-kapOokcmnata (2,60 T, HEOYHINEHHBIH) B BHUAE XKEJITOTO MAacla.
MC m/z 279,9 [M+1]".

Oran 6: Cmecy metun 2-(1-6Gpomstui)-6-xnmopnupuans-3-kapbokcunara (2,60 r, 9,33
MMOJIb) U (4-merokcudennn)meranamuna (2,50 r, 18,22 mmone) B Terparuapodypane (50 mi)
nepememmBa npu 60°C B Teuenne 16 4. Cmech KOHUEHTpUpoBad B Bakyyme. OcraTok
OUHWIIAIM TOCPEACTBOM KOJOHOUHOUW (umm-xpomarorpapuu ¢  0~60% sTunanerata B
nerpojieiiHOM 3¢dupe ¢ mnonydeHueM 2-xyop-6-[(4-merokcudenmn)merun|-7-mermn-7H-
nuppodo[3,4-b|nupunun-5-ona (A16) (2,60 1, 85% 3a 2 3Tama) B BUAE KENTOrO TBEPIOTO
Bemectsa. MC m/z 303,0 [M+1]*. "H SIMP (400 MI'ny, JIMCO-de) & 8,18 (x, J=8,0 I'ry, 1H), 7,65
(n, J=8,0 I'u, 1H), 7,26 (1, J=8,8 I'y, 2H), 6,90 (1, J=8,8 I'y, 2H), 4,94 (n, J=15,2 'y, 1H), 4,54-
4,37 (m, 2H), 3,74 (c, 3H), 1,41 (n, J=6,8 I', 3H).
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IIpomexyTouHoe coequHeHue Al7

2-xnop-7-metun-6H,7H-nuppono[3,4-b|nmupuann-5-on
Q

e
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B pactBop 2-xy0p-6-[(4-MeTokcudpenun)merni|-7-merun-7H-nuppono[ 3,4-b Jrupunus-
S5-oma (300 wmr, 099 wmmonb) B TpudTOpyKCYyCHOM Kkuciore (3 M) moOaBIsLIH
TpudropmerancyibponoByro kucaory (0,2 mu). Cmech nepememuBanu 10 75°C B TedeHue 2 U.
Cwmech KOHLIEHTpUpPOBaIU B BakyyMe. OCTaTOK pa3BOAMIM BOAOH U MOALIENAYUBAIIH, UCTIOIb3YS
oukapOonar Hatpusi, 1o pH 8. Cmech skcTparupoBanu guxjopmeraHoM. OpraHUYecKUd CIIOH
cymmin Haj Oe3BOAHBIM CYJb(aTOM HATpusi, QHIBTPOBAIA U KOHLIEHTPUPOBAIU B BaKyyMe.
OcTaToKk OYHINAIN MOCPEACTBOM KOJIOHOUHOH (am-xpomarorpadpuu ¢ 0~60% sTunanerara B
neTpojietHoM 3¢upe ¢ monyueHneM 2-xiyop-7-metwin-6H,7H-mmppono|3,4-b lnupunus-5-oHa
(A17) (150 wmr, 82%) B Bue )eTOro TBepaoro semectsa. MC m/z 183,0 [M+1]".

IIpomexyrounoe coennHeHuEe A18

2-x510p-6-[(4-meTokcudenun)mernn|-7,7-aumerunnuppoio| 3,4-b nupuaun-5-on
a
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Oran 1: B cmech merun 2-merwnnupuaus-3-kapookcunata (26,90 r, 0,18 monp) B
nuxjopmerane (300 mun) yacTsamu no0asmsann 3-xjaopOeH3oinyo kucnoty (43,00 r, 0,21 mons,
85%) mpu 0 °C. Cmech HarpeBaau 10 KOMHATHOM TEMIEPaTypbl B TeYeHUE 3 4. PeakMOHHYO
CMeCh MIBAXbl TNPOMBIBAIN HACHILEHHBIM BOAHBIM pPAacTBOPOM THOCYJIb(pAaTa HATPUS U
HACBILIEHHBIM BOJHBIM pPacTBOpoM OukapOoHara HaTpusi. OpraHuueckuil CJIOH HPOMBIBAIH
COJIEBBIM pPACTBOPOM, CYILIMJIM Han O€3BOOHBIM CyjbpaToM HaTpus, (QuIbTpoBaId WU
KOHLICHTPUPOBAJIM B BaKyyMe C TOJYYEHHEM METHJ 2-MeTHII-1-okco-1isamOnas-nmupunus-3-
kapOokcunara (19,00 r, HeouuIeHHBIN) B BUAe kenToro TBepaoro Bemecrsa. MC m/z 168,0
[M+1]*.

Oran 2. Cmech metun 2-meTwi-1-okco- liusmoOnasS-nmupuaus-3-kapbokcunara (19,00 r,
113,66 mmonb) u okcuxnopuzna ¢ocdopa (150 mn) marpeanmu no 90°C B Teuenune 6 4. Cmech
KOHLIEHTpUpoBanu B Bakyyme. OcCTaTok pa3BOAWIM JE€ASHOM BOAOH U MOALIEIAYUBAIH
HACBHIIEHHBIM BOJHBIM pacTBOpoM OukapOonara Hatpust no pH 8. Cmech skcTparmposaiu
stunaneratoM. OpraHUYecKuil CI0H CyImiIn Hag Oe3BOAHBIM CYJIb(aTOM HATpUs, PHUIBTPOBAIN
U KOHLICHTPHPOBAJIH B BAKyyMe C IMOJIyY€HHEM METUJ 2-(XJIOPMETHI)TUPUANH-3-KapOoKcuiaTa
(18,00 r, HEOUHIIEHHBIH) B BUAE KopuaHeBoro macaa. MC m/z 186,0 [M+1]".

Oran 3: B pactBop merun 2-(xjopmerwn)nupunuH-3-kapOokcunara (18,00 r, 96,97
MMoJib) B auxjiopmerane (150 mur) gactsamu nobasnsimn 3-xyopOeH3oitHyo kucioty (21,00 r,

121,69 mmonb, 85%) mpu 0~10 °C. Cmech mepememmBaiM NPY KOMHATHOM TeMIepaTrype B
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TeyeHne 16 4. Peakuuro racmiim HacChIIIEHHBIM BOJHBIM PAacTBOPOM OuKapOOHaTa HATpHsl U
HACBHIIEHHBIM BOJHBIM PACTBOPOM THOCYJb(aTa HATPUS U SKCTPArUPOBAIU TUXJIOPMETAHOM.
Opranndecknii ciol cymuiau Hax Oe3BOAHBIM CyJb(paToM HaTpus, QUIBTPOBAIU H
KOHLIEHTPUPOBAJIH B BAKyyMe C MOJIyuYeHHEeM MeTHI 2-(XJIopMeTu)- 1-okco- 1 iamonasS-nupuaus-
3-kapbokcunara (18,90 r, HeounILIEHHBIH) B Bue KopruaHeBoro macia. MC m/z 202,0 [M+1]".

Oran 4. Cwmecp Mermn 2-(XynopmeTii)-1-okco-lmsimOnaS-nupunun-3-kapOokcunaTa
(18,90 1, 93,74 mmonb) u okcuxyopuna ¢pocdopa (200 miu) Harpeanu g0 90°C B Teuenue 16 u.
Cwmech KOHIIEHTpUpOBaK B BakyyMe. OCTaTOK Pa3BOAMIIA CMECHIO JIeN/BO/IAa U TOALIETaYHBAIIH
Ooukapbonarom Hatpusi 10 pH 8. Cmech skcTparupoBaiu dTHnaneratoM. OpraHuYecKuid CIou
cymmin Haj Oe3BOAHBIM CyJb()aTOM HATpusi, QHIBTPOBAIA U KOHLEHTPUPOBAIU B BaKyyMe.
OcTaTok OYHINAIN MOCPEACTBOM KOJOHOYHOH (iam-xpomarorpadpuu ¢ 0~30% sTunanerara B
METPONICHHOM 3(pUpe ¢ MOJIyYSeHHEM METHII O-XJIO0p-2-(XJIOPMETH)TUPUANH-3-KapOOoKCcHIaTa
(8,50 T, 21% 3a 4 sramna) B Bune oparxkesoro macia. MC m/z 219,0 [M+1]*. "H SIMP (400 MI'w,
xjopodopm-d) & 8,26 (n, J=8,4 I'y, 1H), 7,41 (n, J=8,4 I'u, 1H), 5,07 (c, 2H), 3,99 (c, 3H).

Oran 5: B pactBop (4-merokcupenmn)meranamuna (2,49 r, 18,15 wmmons) B
terparuapodypane (50 mur) nobaBisiiu MeTUN 6-XJIOP-2-(XJIOPMETIIT ) TUPUAUH-3-KapOOKCHIaT
(4,0 T, 18,17 mmonb). IlonydeHHYI0 CMeCh NepeMeIIuBalId NPH KOMHATHOW TEeMIIEpaType B
teueHne 4 4. CMech KOHIEHTpUpPOBAIM B Bakyyme. OCTaTOK OYHMINAIN TOCPENCTBOM
KOJIOHOUHOH (mam-xpomarorpagpuu ¢ 0~25% osTunauneratra B neTpoiedHOM >dupe ¢
nojiyueHuem 2-xyop-6-[(4-merokcudenmn)merun|-7H-muppono[3,4-b Jmupunun-5-ona (2,90 T,
55%) B Buje xenroro Teepaoro semecrsa. MC m/z 289,0 [M+1]".

Oran 6: B pactBop 2-x5op-6-[(4-merokcudennn)mern|-7H-muppono[ 3,4-bnupunun-5-
oHa (5,30 r, 18,35 mmonp) B Terparuapodypane (100 mi) gactamMu 100aBISIN TUAPUA HATPUS
(1,08 1, 44,97 mmonb, 60% B MHHEpaJIbHOM Macie) NMpU KOMHATHOH Temmeparype. Ilocie
nepeMelIuBaHus MPU KOMHATHOM TeMmepaType B TeueHHe | 4 B BBIIIEYKA3aHHYIO CMeCh
MenIeHHO no0aBisii HonomeraH (5,80 r, 40,93 mmonb). CMech nepemMernnBaiy Npyu KOMHATHON
TeMmrepatype B TeueHue 16 4. PeakuMOHHYHO CMeCh pa3BOAWIM JIASHOW BOJON U
sKcTparupoBaiu stunaneratoM. OObeNIUHEHHbIE OPraHUYECKHE CJIOM TMPOMBIBAIN COJIEBBIM
pPacTBOPOM, CYLIMJIH Haj O€3BOAHBIM CyJb(paToM HATpHs, GUIBTPOBAIA U KOHLEHTPUPOBAIU B
Bakyyme. OCTaTOK O4YMINAIA TMOCPEACTBOM KOJOHOUHOH (udmi-xpomartorpadpun ¢ 0~40%
STUALleTaTa B METPOJIEWHOM 3(upe ¢ mojydeHueM 2-xjop-6-[(4-meTokcudeHmn)mermn]-7,7-
auMmetuuppodo|3,4-bnupunun-5-ona (A18) (4,30 r, 73%) B Bume xenroro macia. MC m/z
371,0 [M+1]*. 'H SIMP (400 MI'n, xnopodopm-d) & 8,10 (x, J=8,0 T'e;, 1H), 7,43 (x, J=8,0 'y,
1H), 7,32 (n, J=8,4 ', 2H), 6,86 (1, J=8,8 I'y, 2H), 4,72 (¢, 2H), 3,80 (¢, 3H), 1,44 (c, 6H).

IIpomexytouHoe coequHeHue A19

2-xqop-7,7-pumerrn-6H-timppono| 3,4-b jnupunus-5-oH
Q

i
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Cwmecp 2-x50p-6-[(4-meTokcupenmn)mernn|-7,7-gumerunnuppono| 3,4-bnupunun-5-ona
(A18) (4,00 1, 12,62 mmomnp) Bo TpudTOopykcycHOI kucnore (25 mi) nepemernnsanu npu 75°C B
TeueHne 2 4. Cmech KOHIEHTpHpoBaJdu B BakyyMme. OCTaTok pa3BOAMIM BOAOH U
nofmenaynBany OukapOonatom Hatpus 10 pH 7. Cmech 3KCTparupoBajy AUXJIOPMETAHOM.
OObenuHeHHbIe OPraHUYECKHe CIIOH MPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIN HaJ O€3BOAHBIM
cynbparoM Hatpus, (QUIBTPOBAIM M KOHLEHTpUpOBaIM B BakyyMe. OcCTaTok ouuInanu
MOCPEICTBOM KOJIOHOYHOH (iui-xpomarorpadpuu ¢ 0~40% »sTunanerata B JUXJIOPMETaHE C
nony4ueHueMm 2-xyop-7,7-numeruin-6H-nupposio[3,4-bnupunaun-5-ona (A19) (2,10 r, 84%) B
BUJE KOpUIHEBOro TBepaoro Bemectsa. MC MC m/z 197,0 [M+1]".

IIpomexyrouHoe coequHeHue A20

6-XJ10p-2-3 TUITUPUIUH-3-aMUH

Nl

B pactBop 3-amuHO-2,6-nuxnoprnupuansHa (300 mr, 1,85 mmone) B muokcane (3 mu)
nobasysimn  Terpakuc(tpudenunpochun) mammanuii (0) (43 wmr, 0,04 MMOIB) M TPUITHI
amomunus (1,8 mu, 1 M B Tonyone). Cmech nepememnBanu npu 100°C B Tedenue 3 4 B
atmocdepe azora. Peaknuro racwnmm poGasmenuem HCl (Bomn., 2 M) m 3kcTparupoBaiu
stunaneratoM. OpraHUYecKui CIoH CyImin Hag Oe3BOAHBIM CYJIb(aTOM HATpPUs, PHUIBTPOBAIN
U KOHLEHTpPHpOBaJM B BakyyMe. OCTaTOK OYHINAINA TOCPEACTBOM KOJOHOYHOH (pidIm-
xpomarorpapuu ¢ 0~25% »sTunanerara B mNeTposeiiHOM 3Qupe C MONyuyeHHueM O-XJop-2-
stunnupuans-3-amuna (A20) (70 mr, 24%) B Bune xkenroro TBepaoro Bemecrsa. MC m/z 157,1
[M+1]".

IIpomexyTouHoe coenuHeHue A21

2-xnoprupuno|3,2-dmupumunnx

S

B pactBop 2,4-nuxnopnupuno|3,2-dmupumununa (400 mr, 2,04 mmonb) B Tomyose (4
MIT) 100aBIsIH TPU-N-OyTHNTHH Tuapun (642 mr, 2,20 MMOJIb) TP KOMHATHOM TeMITepaType B
armocdepe asora. Ilocie mepememmBanus MpU KOMHATHOH Temriepatype B TeueHHe 30 MUH B
BBILIEYKa3aHHYI0 cMmech nobasmsimm Pd(tpupenunpocdun)s (115 mr, 0,09 mmons). Cmech
nepememmBaan npu 100°C B Teuenue 1 4. CMmech KOHUEHTpUpOBaTU B Bakyyme. OcCTaTok
OUHWIAIA TOCPEACTBOM KOJIOHOYHOUW (umm-xpomarorpapuu ¢  0~50% sTunanerata B
neTposieHOM >dupe ¢ nonydeHueM 2-xiaoprupuno|3,2-djmupumuanaa (A21) (300 mr, 90%) B
BUJIE OpaH:keBOro TBepaoro semecrsa. MC m/z 166,0 [M+17".

IIpomexyTouHoe coequHeHue A22

6-xy0p-1,2,3.4-terparuapo-1,7-napTupunuH

H

N =N

-

Cl
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Oran 1: B pactBop mpem-0ytun N-(6-xnop-4-fioqnupuans-3-mn)kapdamara (3,50 r, 9,87
mMmoib) B N, N-mumermnpopmamune (50 mi) nobasmsuin N, N-nuuszonpommwntwiamud (0,38 T,
29,61 mmons), Tpuronyondocdus (0,30 r, 0,98 mmons), anerar namaaus (0,22 r, 0,98 Mmounb)
u stunakpunar (1,20 r, 11,89 mmons). Cmech nepememnBanu npu 100°C B Tedyenue 16 4 B
arMocdepe azora. PeakIMOHHYIO CMeCh Pa3BOAMIM BOAOH M OKCTPArupOBAJU 3THIALIETATOM.
OObenHeHHbIe OPraHUYECKHe CIIOM MTPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMIN HaJ O€3BOAHBIM
cynbhaToM HaTpus, (PUIBTPOBAIN M KOHLEHTPUPOBAIH MPU MOHIKEHHOM faBieHHH. OcTaTok
OUYHMIIANA TOCPEACTBOM KOJIOHOYHOM (umm-xpomarorpapuu ¢ 0~20% sTunamnerata B
nerpojeitHoM d¢upe ¢ nonyderuneM 3Tun  (2E)-3-[5-[(TpeT-OyTokcukapOoHMIT)aMUHO|-2-
xJopnupuanH-4-wi|npon-2-eHoata (0,90 r, 27%) B Buae xxenroro Teepaoro Bemecrsa. MC m/z
327,1 [M+1]".

Oran 2: B pactBop >t (2E)-3-[5-[(Tper-OyToKcHKapOOHMIT)aMUHO |-2-XIOpIIUPUAUH-4-
wi|npon-2-enoara (0,90 r, 2,75 mMmoinb) B 3TaHoje (36 mi) noOaBsIM TeKCaruapaT XJOpUaa
kobanera (0,07 1, 0,55 wmmomp) u Ooprumpun Hartpus (0,21 r, 5,51 mmomp). Cwmech
nepeMeInuBaId NPU KOMHATHOH Temmepatype B TedeHne 2 4. CMech KOHLIEHTPUPOBAIH B
BakyyMe. OcCTaTOK pa3BOAMJIM BOXOW M 3KCTparupoBanu stianeratoM. OObennHEHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJM COJIEBBIM PACTBOPOM, CYINMJIM Hall O€3BOAHBIM CyJb(aTrom
HaTpusi, (PUIBTPOBAIM U KOHLEHTPUPOBAIU IMPH TOHIKEHHOM aaBieHHH. OCTaTOK OYMIIAIIH
MOCPENCTBOM KOJIOHOUHOU uti-xpomartorpaduu ¢ 0~20% sTunamerara B meTpojieitHOM ddupe
¢ mojydeHuem 3tui 3-[5-[(Tper-OyToKcHKapOOHMIT)aMHHO]-2-XIOpIUPUANH-4 -1 |TporaHoaTa
(0,80 , 88%) B BuzeE skenTOro TBEpAOro Bemectsa. MC m/z 329,1 [M+17"..

Oran 3: B pacrBop stun 3-[5-[(Tper-OyTOKCHKapOOHMI)aMUHO|-2-XJIOPIUPUANH-4-
wi|nponanoara (1,00 r, 2,63 mmonb) B nuxyopmerane (15 min) moOaBnsian TpUGTOPYKCYCHYIO
kucyoty (8 mur). Cmech mepememiuBaiy NMpuU KOMHATHOHN Temmeparype B TedeHue 2 4. Cmech
KOHLIEHTpUpOBaIX B BakyyMe. OCTaTOK pa3BOAMIM BOJOM U MOJIIENAYUBAIN HACBILIEHHBIM
BOIHBIM pacTBOpoM OukapOoHata HaTpusi. CMecb BKCTParupoBajd  TUXJOPMETAHOM.
OObenMHEHHbBIE OPTaHUYECKUE CJIOH MPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIH Haj O€3BOAHBIM
cyabdarom HaTpus, GUIBTPOBAIM M KOHLEHTPUPOBAIU MPU MOHMKEHHOM JaBieHuu. OcTaTok
OUHUIIAIA TOCPEACTBOM KOJIOHOYHOW  (udm-xpomartorpadpuu ¢ 0~10% wmeraHona B
IUXJIOPMETaHe ¢ mojydeHueM 6-xjop-3,4-nuruapo- 1H-1,7-napTupuann-2-ona (0,42 r, 73%) B
BUJIE JKkeITOro TBepaoro Bemectsa. MC m/z 183,0 [M+1]".

Oran 4: B pactBop 6-x70p-3.,4-nuruapo-1H-1,7-vadTrupuann-2-oxa (0,20 r, 1,09 mmonb)
B Terparuapodypane (5 mi) meaneHHo nodasysuin amomoruapun autus (83 mr, 2,19 mMmodb)
npu 0 °C. Cmech nepememmsanu npu 50°C B Teuenue 2 4. Peakiuo racuiu JIEASHONW BOIOM.
Cwmecs skctparupoBanu stuianeratoM. OObeIMHEHHbIE OPraHMYECKUE CJION MTPOMBIBAIM BOJOH,
Cymmiu Hajx Oe3BOOHBIM CylnbharoM HATpus, (QHIBTPOBAIM W KOHIEHTPUPOBAIH IIPH
NOHMKEHHOM JaBJIEHHHM C TMoNydeHueM O-xiyop-1,2,3,4-terparuapo-1,7-nadptupunnna (A22)
(180, HEOUMILEHHBII) B BUE KENTOro TBepaoro semectsa. MC m/z 169,0 [M+1]*

IIpomexyTouHoe coenuHeHue A23

1-6en3un-7-06pom-3,4-nurunpo-2H-1,5-nadprupunun
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Oran 1: Cmeck 3-6pom-1,5-napTupununa (1,00 r, 4,78 mmonb) u 6ensundpomuna (0,82
r, 4,78 Mmmonb) B anieToHuTpuiie nepemenusanu npu 90°C B teuenue 16 4. PeakiioHHyro cmech
KOHLIEHTPUPOBAJIU MPHU IOHIKEHHOM paBieHHH. OCTaTOK OYMINAIM IyTE€M pAaCTHUPAHUS C
IUXJIOPMETAHOM € TIoJydeHueM 1-0en3ui-7-0pom-1,5-vadrupunnn-1-us 6pomunaa (1,20 r, 66%)
B BUJIE KOPUYHEBOTO TBepaoro Bemectsa. MC m/z 379,0 [M+17".

Oran 2: B pactBop 1-Oensmn-7-O6pom-1,5-nadrupunun-1-us 6pomupa (0,40 r, 1,05
MMOJIb) B YKCYCHOM KucioTe (5 mu) memneHHo nodasisuin nuaHoOopruapua Hatpus (0,26 T,
421 w™mMonp) mpu KOMHATHOH Temmeparype. Cmech mNepeMelnnBail TNPH KOMHATHOH
Temneparype B TedeHue 16 4. CMech KOHIEHTPUPOBAIH NPU MOHIKEHHOM JaBieHuH. OCcTaTok
OUHWIIAIA TMOCPEINCTBOM KOJOHOYHOUM (um-xpomarorpapuu ¢  0~50% sTunanerata B
neTpoJieHHOM 3¢upe ¢ nonydenueM 1-0en3ni-7-6pom-3,4-nurnapo-2H-1,5-nadTupuanna (A23)
(180 mr, 56%) B Bune sxenroro macia. MC m/z 303,1 [M+1]".

IIpomexyTouHoe coequHeHue A24

2-xnopriupuao|2,3-blnupazun

‘_’N I N 1

QN’ Cl

Oran 1: Cmecp nupugus-2,3-muamusa (1,10 r, 9,98 mmons) B auokcane (10 mu)
nobGasysnu stunarauokcunar (2,04 r, 9,98 mmone, 50% B Tonyone). Cmech nepemMeIuBaiy npu
110°C B Teuenne 1 4. PeaklmOHHYIO CMeCh KOHLEHTPUPOBAJIU IPHU MOHIKEHHOM JABJIEHUU.
OcTaToKk OYHINAIU MOCPENCTBOM KOJOHOUHOU (hidui-xpomarorpaduu ¢ 0~50% sTunanerara B
nerpojieitHoM 3¢upe ¢ monyudenuem 1H-mupuno[2,3-b]nupasun-2-ona (0,25 r, 17%) B BUIe
KOpU4YHEeBOro Teepaoro semectsa. MC m/z 148,0 [M+1]". 'H amMp (300 MTI', AMCO-de) 6
12,87 (c, 1H), 8,54 (c, 1H), 8,22-8,18 (m, 2H), 7,38-7,34 (M, 1H).

Oran 2: Cmech 1H-mupuno[2,3-b]nupasun-2-ona (0,25 r, 1,69 MMOJb) B OKCHUXJIOPUIE
docdopa (5 i) nepemernuanu npu 90°C B TedeHue 2 4. PeakIMOHHYIO CMECh TACUITH JIEISTHOM
Bonoi. CMech 3KCTparupoBasid JUXJopMeTaHoM. OpraHudecKuil Ciioi cyuiy Haa Oe3BOIHBIM
cyabaroM HaTpus, (QUIBTPOBAIM U KOHLEHTPUPOBAIM B BakyyMe C IOJy4YeHHEM 2-
xjopriupuno|2,3-b]mupasuna (A24) (260 mr, 92%) B BUAEe KOPUYHEBOTO TBEPAOrO BEIIECTBA.
MC m/z 166,0 [M+1]*. 'H SIMP (400 MTI'ri, JIMCO-ds) & 9,21-9,20 (m, 1H), 9,16 (c, 1H), 8,66-
8,63 (m, 1H), 7,97-7,94 (m, 1H).

IIpomexyTouHoe coequHeHne A25

2-xa0p-4-metun-5,6,7,8-rerparunpo- 1,5-sadrupuann
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Oran 1: B pactBop 6-xnop-4-mernnmupunus-3-amuHa (5,00 T, 35,06 mmonb) B N, N-
mumetmidopmamune (50 mu) memnenHo nodasmsun N-fioncykuuaumug (9,47 r, 42,07 mMonb)
npu 0 °C. Cmech nepeMelnnBaiy Npu KOMHATHON TeMiepatype B TeueHue 16 4. PeakiinoHHyr0
CMeCh Pa3BOIMIM BOAOH U 3KCTparupoBanu stunareratoM. OObeAHEHHbIE OPTaHUYECKUE CIIOH
IPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIMJIM Haja O€3BOAHBIM CYJIb(aToM HATpHs, GUIBTPOBAIHN U
KOHIIEHTPHUPOBAJIM B BaKyyMe C MOJy4eHHeM O-Xiop-2-Hon-4-merunnupuans-3-amuna (7,00 r,
74%) B BUIE KOPMYHEBOTO TBepAOro Bemectsa. MC m/z 269,1 [M+1]".

Oran 2: B pactBop 6-xJ10p-2-Hion-4-metuianupuaui-3-amuna (7,00 r, 26,00 MMosis) B N,
N-numetrundopmamune (120 wmi) npobaemsmu  anerar nawtaguss (0,60 r, 2,68 MMOIb),
stunakpwiar (5,37 r, 53,63 mmons), tpuorommnpochun (0,82 r, 2,68 mmonp) u N, N-
mumsonpormmTiiaamu (10,36 1, 80,31 mmons). Cvech nepemeruBanu npu 100°C B TeyeHue
16 u B armocdepe aszora. PeakuMOHHYIO CMeCh pPa3BOAMJIM BOJOH U SKCTPArHpPOBAIH
stunaneratoM. OObeIMHEHHbIE OPIraHUYECKHUE CJION MPOMBIBAIU COJIEBBIM PACTBOPOM, CYLIFIIN
Hax 0e3BOAHBIM CyJb(haTOM HAaTpus, (PUIBTPOBAIM U KOHLEHTPHPOBAIU B Bakyyme. OcTaTok
OUHWIIAIA TOCPEACTBOM KOJOHOYHOUW (umdm-xpomarorpapuu ¢ 0~80% sTunamerata B
nerpoieiiHoM »¢upe ¢ mnomyderneM STun  (2E)-3-(3-amuHO-6-X70p-4-METHIMHUPUANH-2-
wn)npon-2-enoata (3,70 r, 57%) B BUEe KpacHOTO TBepaoro semectsa. MC m/z 241,1 [M+1]",

Oran 3: B pacteop st (2E)-3-(3-amuHO-6-x710p-4-METUIHPUANH-2-FIT)IIPOTI-2-€HOaTa
(2,40 1, 9,97 mmonb) u rekcaruapara xjuopuaa kodanpera (0,47 r, 1,99 mmonb) B 3Tanone (20 mi)
noGasnsimu Goprunpun Harpust (0,76 r, 20,04 mmons) mpu 0 °C. CMech nepemMemmBaiu npu
KOMHATHOM Temmeparype B TedyeHue 16 4. PeakuuOHHYyKO CMech pa3sBOAMIM BOJAOHW U
sKcTparupoBanu stunaneratoM. OObenUHEHHbIE OpPraHWYECKHE CJIOM IPOMBIBAIN COJIEBBIM
pPacTBOpOM, CYIIMJIM Haj Oe3BOAHBIM CyJb(aTOM HATpuUs, GUIBTPOBAIM U KOHLIEHTPUPOBAIH B
Bakyyme. OCTaTOK OYHMIIAIH TOCPEACTBOM KOJOHOUHOU (umiu-xpomartorpaduu ¢ 0~50%
STUJIALIETATa B METPOJICHHOM 3upe ¢ MOJyYeHueM STHI 3 -(3-aMUHO-6-XJI0p-4-MeTUIIIUPUIUH-
2-um)nponanoata (1,80 r, 74%) B Buje kKpacHOro Teepaoro semectsa. MC m/z 243,1 [M+1]".
'H SMP (300 MI'n, IMCO-dg) & 6,91 (c, 1H), 5,00 (¢, 1H), 4,03 (x, J=7,2 'y, 2H), 2,80 (T,
J=7,2Tu, 2H), 2,71-2,58 (m, 2H), 2,07 (¢, 3H), 1,16 (1, J=7,2 'y, 3H).

Oran 4: Cmecp stun 3-(3-amMuHO-6-xJ0p-4-MeTrnupuanH-2-wi)npomnanoara (1,80 r,
7,41 mmoub) B 3Tanoine (20 mi) nepemernnBain npu 80°C B TeueHue 4 4. PeakIMOHHYIO CMeECh
KOHLIGHTPUPOBAJIU B  BaKyymMe€ C TMOdy4deHueM O-xjop-8-metmn-3.4-guruapo-1H-1,5-
HadrupunuH-2-oHa (1,10 1, HeouMIneHHBIN) B BUxe KpacHoro Teepaoro eemectsa. MC m/z
197,2 [M+1]".

Oran 5: B pactBop 6-xmop-8-merun-3,4-nuruapo-1H-1,5-nadprupunun-2-ona (100 mr,
0,50 mmonp) B TeTparuapodypane (5 M) MenIeHHO A00aBISIM amroMoruapun autus (38 mr,
1,00 mmonp) mpu 0 °C. Cmecp mepememmBanu npu S0°C B Teuenne 2 4. Peakumro racuim
nensoit Bomoit mpu 0 °C. Cwmech akcTparuposaju  stuianeraroM. OObenuHEHHbIE
OpPraHUYECKHEe CJIOW TMPOMBIBAIM BOMOH, Cymmin Han Oe3BOAHBIM CyJib(aTOM HATpHs,
(GuIbTPOBANIM M KOHLIEHTPUPOBAIH MPH IMOHWKEHHOM JJaBJIEHUH C OJy4YeHUEM 2-XJIOp-4-MeTuI-

5,6,7,8-terparunpo-1,5-napTupununa (A24) (90 Mr, HeOUHINEHHBIN) B BHJIE KPACHOTO TBEPIOTO
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semecrsa. MC m/z 183,1 [M+1]*. 'H sIMP (400 MI'u, IMCO-dg) 6 6,88 (¢, 1H), 5,43 (¢, 1H),
3,22-3,19 (m, 2H), 2,73 (T, J=6,5 I'y, 2H), 2,01 (¢, 3H), 1,87-1,81(m, 2H).
IIpomexyTouHoe coeanHeHue A26

TpeT-OyTun 4-(6-xnopnupuans-3-wi)nunepasus- 1 -kapookcunar
Y
Y # N—Bac

B pactBop 5-6pom-2-xnoprupununa (1,00 r, 5,20 mmosb) B Tonyose (10 mut) nobasinsiiu
TpeT-OyTH nunepasuH- 1-kapObokcuar (1,20 r, 6,24 MMOJIb),

Tpuc(aubenswnuaeHaneroH ) nunamuaquii - (0,48 r 0,52 wmmonb), 9,9-numerun-4,5-

ouc(nudpenundpocduno)kcanren (0,30 r, 0,52 mmonb) u Tper-Oyrokcua Hatpus (1,00 r, 10,40
mMmoJtb). [lonyuennsiii pacteop nepemenranu npu 100°C B Teuenne 4 4 B atMocepe azora.
Cmech KOHLEHTpHpPOBaJM B Bakyyme. OCTaTOK OUYMINATU IMOCPEACTBOM KOJOHOYHOH (huidim-
xpomatorpadun ¢ 0~25% sTunanerara B neTposieiHOM 3¢upe C moaydeHueM TpeT-OyTumt 4-(6-
XJIOPIUPUANH-3-wi)nunepa3us- 1-kapobokcunara (A26) (1,00 r, 65%) B BHAE OpaHKEBOrO
tBepaoro Bemectsa. MC m/z 298,1 [M+1]".

IIpomexyrouHoe coequHeHue A27

TpeT-OyTun 4-(2-xnopnupuanH-4-win)nunepasus- 1-kapobokcunar

B pactBop 2-xmop-4-¢ropriupununa (1,00 r, 7,60 mmons) B N, N-gumermidopmamue
(8 ™) mobapmsmmu N, N-gumsonpormwmnTtinamud (2,50 r, 19,00 mMmonp) u Tper-OyTun
nunepasus-1-kapookcunar (1,7 r, 9,12 mmone). Cmech nepemernBanu npu 80°C B TeueHue 3 u.
PeakoHHYI0 CMeCh pa3BOAMJIM BOAOH M OSKCTparupoBaiu sTuianeratoM. OObennHEHHbIE
OpraHMYecKue CJIOM TPOMBIBAIN COJIEBBIM PACTBOPOM, CYIIMJIM Haja O€3BOAHBIM Cyib(haTom
HaTpusi, GUIBTPOBAIN U KOHLIEHTPUPOBAJIH B BakyyMe. OCTaTOK OUHUINAIH ITyTEM PACTUPAHHS CO
cMechbio meTponieitabiii d¢up/stunanerar (20/1) ¢ nmonydenuem Tper-OyTui 4-(2-XJIOpIUPUIHH-
4-unm)nunepasun-1-kapookcunara (A27) (2,20 r, 97%) B Buge Genoro TBepaoro Bemecrsa. MC
m/z 298,1 [M+1]*.

IIpomexyrouHoe coenuHeHuEe A28

1-(6-xnopHpUINH-2- 11 )-4-METHIITUITEPA3HH

-
e

Cl

B pactBop 2-x50p-6-pToprupuauna (3,00 r, 22,81 mmons) B N, N-gumermidopmamue
(10 mum) moGasmsmu N, N-npunszonpormmwistunamut (8,80 r, 68,42 MMonp) u 1-MeTmnunepasuH
(2,70 r, 27,37 MMOJIb) IpU KOMHATHOH Temrepartype. [lonyueHHbI pacTBOp MepeMeInnBajy Mpu
100°C B TeueHue HOuM. PeakUMOHHYIO CMeChb pa3BOAWIM BOAOM M 3KCTParupoBaIH

stunaneratoM. OObeMHEHHbIE OPraHUYECKUE CIIOM MPOMBIBAIU COJIEBBIM PACTBOPOM, CYLIMIIN
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Hay 0e3BOAHBIM CysnbhaToOM HATpus, (PUIBTPOBAIM M KOHLEHTPHUpPOBAIU B Bakyyme. OcraTok
OUUINAIA TOCPEACTBOM KOJOHOYHOW  (udm-xpomarorpadpuun ¢ 0~10% wmeraHoma B
IUXJOpMeTaHe ¢ mnojiydeHueMm 1-(6-xmopnupunus-2-un)-4-merunnunepasusa (A28) (4,20 r,
87%) B Bujie KOPUIHEBOTrO TBepAOro BemecTsa. MC m/z 212,1 [M+1]".
IIpomexyTouHoe coeauHeHue A29
6-xnop-1H,2H,3H-nupuno[2,3-b][ 1,4]okcasun
MNH
b
N=
Cl

Oran 1: B pactBop 2,6-guxiop-3-autpormpununa (5,00 r, 25,91 mmonb,) u 3THin 2-
rugpokcuanerara (2,70 r, 2591 mmones) B N, N-numerundpopmamune (100 mur) mobasisuiu
rugpun "Hatpus (1,24 r, 31,09 mmons, 60% B MuHepanbHOoM Macie) npu 0~10°C B atmocdepe
azoTra. PeakiMOHHBIN pacTBOP NEPEMEIINBAIN IIPU KOMHATHON TEMIEPaType B TEUEHUE S5 4aCOB.
Peaximio racuiiM HACBILIEHHBIM BOIHBIM PacTBOPOM xjopuaa ammonus npu 0~10 °C. Bonmbrii
pacTBOp 3KcTparupoBanu sTHianeratoM. OObEeOMHEHHBIE OpPraHWYECKHE CIIOW TPOMBIBAIIN
COJIEBBIM pPACTBOPOM, CYILIMJIM Halx O€3BONHBIM CyibpaToM HaTpus, (QUIbTpoBAIN W
KOHLIEHTPUPOBAaJM B BakyyMe C [ojJydyeHueM OTui  2-[(6-xyop-3-HUTpONUpUINH-2-
un)okcu]auerara (3,00 r, HeOUUILIEHHBIH) B BUAe KopuuHeBoro Macia. MC m/z 261,1 [M+1]".

Oran 2. B pactBop sTun 2-[(6-xnop-3-HuTponupuanH-2-mn)okculanerara (3,00 T,
HEOUMIIeHHbIH ¢ 3Tama 1) B meranosne (100 mu) u Boge (50 mi) moOaBisui XJIOPUI aMMOHUS
(3,69 1, 69,06 mmoub) u moporok xene3a (1,90 r, 33,92 mmone). Cmech HarpeBanmu 10 70°C u
nepememuBanu B TeueHue 10 dacos. Tmepable BemecTBa OTQUIBTPOBBIBAIH. DHIBTPAT
Pa3BOAWIIM ATHJIALIETATOM, a 3aTeM IMPOMBIBAJIN COJIEBBIM pacTBOpoM. OpraHudeckuil cion
cymmin Haj Oe3BOIHBIM Cynb(haToM HaTpust, (UIBTPOBAIM U KOHLEHTPUPOBAIH B BaKyyMe.
OcTaToK OuYHINANIA TOCPENCTBOM KOJOHOUHOH (iati-xpomartorpaduu ¢ 0~100% sTunanerara B
neTposieiHoM 3¢upe ¢ monydenueM 6-xjop-1H,3H-mupuno[2,3-b][1,4]okcasun-2-ona (1,30 T,
27% 3a 2 3Tana) B BUAe ceporo Teepaoro semectsa. MC m/z 1852 [M+1]". 'H amp (400 MI',
JAMCO-de) 6 10,95 (¢, 1H), 7,26 (m, J=8,0 I'y, 1H), 7,10 (1, J=8,0 'y, 1H), 4,82 (c, 2H).

Oran 3: B pacrBop 6-xyop-1H,3H-mupuno[2,3-b][1,4]okcaszun-2-ona (1,20 r, 6,50
MMoJIb) B TeTparunpodypane (20 mut) nodassutn 3pupHbIiA kKoMinieke TpudTopuna dopa (2,77 r,
19,50 mmosb) u Goprugpun Hatpus (0,74 r, 19,50 mmons) npu 0~5 °C . CMech mepemernnuBany
IIpyU KOMHATHOW TeMIeparype B Te€deHHe 3 4acoB. PEaklMOHHYIO CMeChb racuiu BOJIOH H
sKcTparupoBanu stunaneratoM. OOBEIUHEHHbIE OPraHUYECKHE CJIOM MPOMBIBAIN COJEBBIM
pPacTBOPOM, CYLIMIIN Haj O€3BOAHBIM CyJb(paToM HATpHs, GUIBTPOBAIM U KOHLEHTPUPOBAIHU B
BakyyMme ¢ nonydernem 6-xyop-1H,2H,3H-iupuno[2,3-b][1,4]okcazuna (A29) (1,00 r, 90%) B
Buze Oesoro TBepaoro Bemectsa. MC m/z 171,2 [M+17".

IIpomexyTouHoe coeauHeHue A30

6-xyop-3-metwi-1H,2H,3H-iupuno[2,3-b][ 1,4 Jokcasun
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NH
RS,
N-—..
Cl
CrnenoBanu mpouenype Uil NPOMEXKYTOYHOrO coeAnHeHus: A29, OonmucaHHOMN BbILIE, C
nojiyuenuem 6-xyop-3-metwi-1H,2H,3H-nmupuno[2,3-b][1,4]okcazuna (A30) (0,54 r, 32% 3a 3
jTana) B BUAE IPsi3HO-0€I0ro TBEpAOro BemecTsa u3 2,6-nuxiop-3-aurponupuanHa.. MC m/z
185.,0 [M+1]".
IIpomexyrouHoe coenuHeHue A3 1

2-(6-XJIOPIUPHUIUH-3-HJT)IIPOTIAH-2-0J1

HO
7R

=
Cl

B pacrBop osTun 6-xnopnmpunus-3-kapbokcumara (2,00 r, 10,78 wmmonb) B

terparuapodypane (30 ) karusimu nodassn MetrnMaraus opomun (20 mu, 40,00 MMob, 2
M B Terparunpodypane) npu -30°C B armocdepe asora. IlonydeHHbIH pacTBOp MepeMeLInBaIN
npu -30°C B Teuernne 4 4. PeakimionHyr0 cMech racuin Bonoi. Bogayro a3y skctparuposaim
stunaneratoM. OObeMHEHHbIE OPIraHUYECKHUE CIIOM MPOMBIBAIN COJIEBBIM PAaCTBOPOM, CYLIFIIN
Hax 0e3BOAHBIM CysbhaToOM HaTpus, (PUIBTPOBAIM M KOHLEHTPHUpPOBaNU B Bakyyme. OcraTok
OUWINAJIA TOCPEACTBOM KOJIOHOYHOUW ¢umdm-xpomarorpapuu ¢  0~80% sTunanerata B
neTpoJieHOM 3¢upe ¢ noiaydeHueM 2-(6-xiaopnupuaus-3-uinnponat-2-ona (A31) (0,70 r, 37%)
B Bune Genoro Teepaoro Bemectsa. MC m/z 172,0 [M+1]". 'H sMP (400 MI'u, IMCO-d¢) &
8,50 (mn, J=2,4, 0,8 I'y, 1H), 7,91 (an, J=8,4, 2,4 I', 1H), 7,44 (nx, J=8,4, 0,8 I'y, 1H), 5,32 (c,
1H), 1,45 (c, 6H).
ITpomexyTrouHoe coequHeHue A32

6-xnop-2H,3H,4H-mupuno|3,2-b][ 1,4]okcaszun
Q

Cl

Oran 1: Cmecp 3-Opom-6-xmop-2-proprmupununa (3,00 r, 14,26 MMoOIb), 3TaHOJAMHHA
(0,96 r, 15,68 mMmonb) u N, N-mumsonpomwmtuiaamuaa (3,69 r, 28,51 mmons) B N, N-
numermidopmamune (30 MiT) mepemMelmIuBaId NPU KOMHATHOH TeMIlepaType B TedeHue 16 u.
Cwmech pa3BOIMIM BOJAOW M SKCTPArupoBajy >TuianeratoM. OpraHuyYecKuil CIOH MPOMBIBAIIH
Bonoi. Opranuyeckuil cioil cymmim Haj Oe3BOAHBIM Cyib(paToM HaTpus, (QuIbTpoBaNIU U
KOHLIEHTpUpOoBaTH B Bakyyme. OCTaTOK O4YMIMANIK TIOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomatorpadun ¢ 0~80% stunanerara B merposyieiiHom 3¢dupe ¢ monyuenuem 2-[(3-Opom-6-
XJIOpNIUPUANH-2-nin)amuHo [aTanona (3,00 r, 83%) B Buzne skenroro Teepnroro semecrsa. MC m/z
251,0 [M+1]*. '"H SIMP (400 MT';, IMCO-dg) & 7,74 (m, J=8,0 I'ny, 1H), 6,54-6,48 (m, 2H), 4,78
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(t,J=5,4T'u, 1H), 3,53 (x, J=6,0 'y, 2H), 3,40-3,28 (M, 2H).

Oramn 2: Cmechb 2-[(3-Opom-6-xnopriupunun-2-un)amuno |3tanona (0,50 r, 1,99 mmons),
[1,1-Oudenun]-2-ungu-rper-Oyrun)docdana (0,06 r, 0,20 mmonp), anerara namutagus (0,04 r,
0,20 mmonp) u kapbonara uesus (1,30 r, 3,98 mmonp) B Tonyone (6 mu) HarpeBanu 1o 110°C u
nepemMeInuBaiy B TeueHue 16 4 B atmocdepe azora. IlonydeHHyo cMech KOHIIEHTPUPOBAJIH TPU
NOHIDKEHHOM JaBjieHuH. OCTaToK OYMINAIH MOCPEACTBOM KOJIOHOYHOM (ismi-xpoMarorpaduu ¢
0~100% osTunanerara B nerpojeiHoM s>dupe ¢ monydeHuem 6-xnop-2H,3H,4H-nupunol[3,2-
b][1,4]okca3una (A32) (170 mr, 50%) B BuAe CBETNIO-3KeNTOro TBepaoro Bemectsa. MC m/z
171,0 [M+1]".

IIpomexyrouHoe coequHeHue A33

6-xyop-4-metwin-2H,3H-mupuno[3,2-b][ 1,4]okcazun

O
(0
/ N=

I

CrnenoBanmu mpouenype il MPOMEXKYTOYHOro coennHeHus: A32, ONMUCaHHOW BBILIE, C
nojyueHuem 6-xnop-4-merwin-2H,3H-mupuno-[3,2-b][1,4]okcasuna (A33) (200 mr, 27% 3a 2
3Tamna) B BUIE KENTOro Macna u3 3-6pom-6-xmop-2-propmupuauna. MC m/z 185,1 [M+1]".

IIpomexyTouHoe coennHeHue A34

6-xy1op-4-u3onponui-2H,3H-mupuno[3,2-b][ 1,4 ]Jokcasun

O

{ 7N

~ -
|

B cmech 6-xmop-2H,3H,4H-iupuno[3,2-b][1,4]okcasun (230 mr, 1,35 mmonb) B N, N-
mumerwidopmamune (5 wmu) nobasmsim runpun Hatpust (49 wr, 1,22 mmonb, 60% B
munepanbioM macie) npu 0 °C. Tlocne nepememmsanus npu 0°C B Teuenuwe 30 MUH B
BBILIEYKA3aHHYIO0 CMeCh no0aBisuin 2-Honamnponas (344 mr, 2,00 mmoins). CMech mepeMennBaim
IIpU KOMHATHON Temmeparype B TedeHue 16 4. PeakIMOHHYIO CMeCh TacWiId BOJOH U
SKCTparupoBaiu sTujaneratoM. OObeAMHEHHbIE OPTaHUYECKUE CJIOW TPOMBIBAJIM BOJOH,
cymwin Haa 0e3BoaHBIM CyiibhaToM HaTpus. [locne ¢unbTpanun GUIbTPAT KOHIEHTPUPOBAJIH
Npu  TOHIKEHHOM JAaBjieHud. (OCTaTOK O4YMINAJIM MOCPEACTBOM  KOJIOHOYHOW  (hJdII-
xpomatorpaduu ¢ 0~100% sTunanerata B mneTpojiciiHoM 3dupe ¢ monydeHueM O-Xjop-4-
usonponmi-2H,3H-mupuno[3,2-b][ 1,4]okcaszuna (A34) (210 mr, 73%) B BUIIE KENTOTO TBEPIAOTO
BemecTtea. MC m/z 213,2 [M+1]+.

IIpomexyTouHoe coequHeHne A35

TpeT-OyTun N-[6-xnop-2-(npon- 1-eH-2-um)nupuaus-3-ui|kapdamar

N
O—¢ HNH
— Boc
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Oran 1: B pacteop 6-xnopnupunus-3-amuna (10,00 r, 77,79 mmons) B 3Tanozne (100 mi)
nobGasnsimu #ox (29,61 r, 116,68 mmonb) u cynbgar cepedpa (12,13 r, 38,89 mmons). Cmech
nepemMelBaid P KOMHATHOM TeMmmepaTrype B TeueHue 16 4. BoaHBIM pacTBOp pa3BOAMIIU
BOJIOM W 3KcTparupoBanu sTwianeratoM. OObennHEHHbIE OPraHUYEeCKHe CJIOM IPOMBIBAIIH
COJIEBBIM DPAcCTBOPOM, CYIIWIM Hajg Oe3BOAHBIM Cynb(paToM HaTpus, (QUIBTPOBAIH U
KOHLEHTpUpPOBAIM B BakyyMe. OCTaToKk O4YMINAIM IOCPENCTBOM KOJIOHOYHOH  (hiomi-
xpomatorpapuu ¢ 0~30% »sTHnanerata B meTposielHOM >¢upe ¢ mHonydeHueM O-XJop-2-
HonmupunuH-3-amuHa (8,00 r, 40%) B Bume kpacHoro TBepmoro Bemectsa. MC m/z 2549
[M+1]*. "H SIMP (400 MI'w, metanon-ds) 8 7,15-7,08 (m, 1H), 7,04 (n, J=8,4 ', 1H).

Oran 2: B pactBop 6-xyop-2-Hoamupuans-3-amuHa (3,00 r, 11,79 wmmonbp) B
11,79 wmmonb), 4-

numerwiamuHonmupuanH (0,14 1, 1,18 mmonb) u gu(Tper-Oyrmn)kapoonar (3,86 r, 17,69 mmonb)

terparuapodpypane (15 w) npobaemsim  TpudsTwiamuu (1,19 T,
npyU KOMHATHOH TemnepaTtype. CMech nepeMeInBaii Npyu KOMHATHOW TEMIIEpaType B TEUCHHUE
16 u. Cmech KOHLEHTpuUpoOBaIM B BakyyMe. OCTaTOK OUHMIIANN MOCPEACTBOM KOJIOHOYHOM
¢mm-xpomarorpaduu ¢ 0~40% s>THnaneraTa B IETPOJICHHOM 3(QHpe C MONYyYEeHHEM TPET-OyTHI
N-(6-xnop-2-tionnupunuH-3-wn)kapdamara (2,70 r, 64%) B Bume Oenoro TBEPIOro BEIIECTBA.
MC m/z 354,9 [M+1]".

Oran 3: B pactBop Tper-Oytun N-(6-xmop-2-fionnupuans-3-mn)kapbamara (0,50 r, 1,41
MMoJIb) B muokcane (4 mi) u Bone (0,4 mi) nodasnsiu 4,4,5,5-rerpamerni-2-(mipor- 1 -eH-2-m)-
1,3,2-nuokcadoponan (0,24 1, 1,41 wmmousb), [1,17-Ouc(nudenmnndpocduno)dpepponeH]-
muxaopnamaauid (1) (0,10 r, 0,14 mmonb) u kapbonar kamus (0,39 r, 2,80 mmonb) npu
KOMHaTHON Temnepatype. Cmecy Harpesanu 10 80°C u nepememuBanu B TedeHue 5 4. Cmech
KOHLIEHTpUpOBAIX B Bakyyme. OCTaTOK OUYMINANM IOCPEACTBOM KOJOHOYHOW  (pudin-
xpomarorpaduu ¢ 0~50% sTunanerara B neTposieitHOM 3dupe ¢ noaydeHuem tper-OoyTun N-[6-
XJ10p-2-(nporn- 1-eH-2-un)nupunus-3-wi|kapdamara (A35) (0,14 mr, 37%) B BUIE KENTOro
macaa. MC m/z 269,1 [M+1]".

IIpomexyrouHoe coequHeHue A36

6-XJ10p-2-U30TPONOKCU-3-HUTPOITUPUIUH
Ju S
07 N7

B pactBop mponan-2-ona (234 wmr, 3,89 mMmone) B Terparuapodypane (4 mu) nodasnsim
rugpun Hatpus (155 mr, 3,89 mmorns, 60% B MuHepanbHOM Macie). [loce nepemeruBaHust Mpu
KOMHATHOW TEeMIIepaType B TeUeHHe | U B BBIICYKA3aHHYIO CMECh N0OaBsUM 2,6-AuXJop-3-
HutporupuauH (500 mr, 2,59 mmonb). CMech nepeMemnBaiyd Ipyu KOMHATHOW TeMIepaTrype B
TeueHue 5 4. Peakuro racuim, UCNoJb3ysl HACBIIEHHBINH BOAHBIN PACTBOP XJIOPUAA AMMOHHUS, U
SKCTparnpoBanu sTrnaneratoM. OpraHuuecKkuil ciod CymMian Haja Oe3BOAHBIM CyJb(haToM
HATpusi, (UIBTPOBAIM WU KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINANIU ITOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~50% sTunanerata B NETPOJIEHHOM 3dupe C

NOJIy4eHHueM 6-XJop-2-u3onponokcu-3-aurponupuania (A36) (325 mr, 58%) B Buge Oenoro
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TBepaoro Bemectsa. MC m/z 217,1 [M+1]". 'H stMP (400 MI'u, AIMCO-dg) 6 8,47 (m, J=8,0 I'y,
1H), 7,30 (n, J=8,0 I', 1H), 5,48-5,27 (m, 1H), 1,42-1,31 (1, J=7,2 'y, 6H).

IIpomexyTouHoe coeauHeHue A37

6-XJ10p-2-3TOKCHU-3-HUTPOTUPUIUH

~7NT e

PactBop 2,6-guxinop-3-uutporupununa (1,00 r, 5,18 mmonb) u sTokcuna Hatpus (0,35,
5,18 mmonb) B Terparuapodypane (10 M) mepemelMBagu NMpU KOMHATHOH TemIeparype B
teyerre 13 4. Cmech pa3BOOWIM BOAOW W 3KCTparupoBaiu dTuianeratoM. OObequHEHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJM COJIEBBIM PACTBOPOM, CYIIWJIM HaJ O€3BOAHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~30% sTunauerara B TETPOJICHHOM 3dupe C
NOJIy4eHHEM 6-XJI0p-2-3TOKCH-3-HuTponupuanHa (A37) (845 mr, 80%) B BuzE jKeNTOr0 Macna.
MC m/z 203,6 [M+1]*. "H SIMP (400 MI'y, AMCO-dg) & 8,48 (n, J=8,4 ', 1H), 7,30 (x, J=8.,4
I'n, 1H), 4,48 (x, J=7,0 I'y, 2H), 1,37 (T, J=7,0 'y, 3H).

IIpomexyrounoe coennHeHue A38

6-XJ10p-2-MeTOKCHU-3-HUTPOUPUANH

O,N ~
~o" N el

B pactBop 2,6-nuxnop-3-aurponupuansa (3,00 r, 15,55 mmonb) B Terparunpodypane
(30 mn) noGammsanmu mertmnar Hatpus (0,84 1, 15,55 mmonb). CMmech mepeMeuIMBaIu IpH
KOMHAaTHOW Temmepatype B TeueHue 13 4. Cmech pa3BOAUIM BOAOH M 3KCTParupoOBaJIH
stianeratoM. OObeANHEHHbIE OPTaHNYECKUE CJIIOM IPOMBIBAINA COJIEBBIM PACTBOPOM, CYIIFIIH
Haj Oe3BOAHBIM Cyib(aTOM HATpusl, (GUIBTPOBAIM M KOHLEHTPHPOBAIN B Bakyyme. OctaTok
OUYHWIIANIA TOCPEACTBOM KOJIOHOYHOM (udm-xpomarorpapuu ¢ 0~30% sTunanerata B
NETPOJICHHOM >upe C mosydyeHueM 6-xyop-2-metokcu-3-uutponupunuHa (A38) (1,20 r, 41%)
B BUze Genoro Teepaoro semectsa. MC m/z 189,0 [M+1]". 'H sIMP (400 MI'u, IMCO-d6) 6
8,51 (1, J=8,4 I'y, 1H), 7,36 (n, J=8,4 'y, 1H), 4,04 (c, 3H).

IIpomexyrounoe coenuHeHue A39

N-(6-xJ10p-2-MeTUIITUPUIUH-3- T )aLleTAMH /]
Ac
HN

/N
N=
|
B pactBop 6-xmop-2-merunnupunuH-3-amusa (500 mr, 3,51 MMonb) ¥ TPHSTHIAMHUHA
(710 mr, 7,01 mmonp) B auxnopmerane (5 mu) noOaisuin ykeycHbIl anruapun (430 mr, 4,21
mmonb) mipu 0 °C. Cmech nepemeniuBaiu npu 0°C B Teuenue 5 4. CMeCh KOHLEHTPHPOBAIH B

Bakyyme. OCTaTOK O4YMINAIM MOCPEACTBOM KOJOHOUHOHN (udm-xpomartorpadpun ¢ 0~70%
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sTUaleTaTa B MeTpojieiiHoM 3dupe ¢ mnonyderneMm N-(6-XJI0p-2-MeTUITHPUITH-3-11)-
aneramuza (A39) (600 mr, 92%) B Buze 6enoro Teepaoro semecrsa. MC m/z 184,1 [M+1]".
IIpomexyTouHoe coeauHeHue A40

N-(6-xJ10p-2-MeTUIMUPUANH-3- 11 )-N-MeTHIaneTaMmus

Oran 1. Cwmech O-xjop-2-merwnnupuans-3-amuaa (1,00 r, 7,01 wmmomb) B

tpumeTmoprodpopmuare (1,86 r, 17,53 mmonp) nepemernuBanu npu 145°C B Teuenue 30 MuH.
Cmech OXJaXgad 0 KOMHATHOW TEMIIEpaTypbl W KOHLIEHTPUPOBAIU B Bakyyme. OCTaTok
pactBopsii B 3TaHoje (10 min). B BeinueykasanHyro cMech nodaensuin Ooprunpun Hatpus (265
mr, 7,01 MMonb) npu KoMHaTHOH Temneparype. Cmech Harpesanu 10 80°C u nmepeMennBaig B
teueHne | 4. CMmech pa3BOAWIM BOJAOW W 3KCTparupoBayiu sTrianeratoM. OObennHEHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIM Hal OE3BOAHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPHUPOBAIH B Bakyyme. OCTaTOK OYHMINAINA IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~50% sTunauerara B NETPOJIEHHOM 3dupe C
nojyueHueM 6-xyop-N,2-numerrnnupuani-3-amuna (820 mr, 74%) B Buge xentoro macna. MC
m/z 157,1 [M+1]*.

Oran 2: B pacteBop 6-xmop-N,2-gumernnmupunui-3-amuHa (400 mr, 2,55 mmonb) u
TprsTHiamuHa (516 mr, 5,10 Mmonb) B quxnopmeraHe (4 M) m0OaBISIIM YKCYCHBIN aHTHIPHI
(312 wr, 3,06 mmonb) npu 0 °C. Cmech nepememmBaiu npu 0°C B Teuenue 2 4. Cmech
KOHLIEHTpUpOBAIX B Bakyyme. OCTaTOK O4MINANM IOCPEACTBOM KOJOHOYHOH  (hiam-
xpomatorpaduu ¢ 0~5% sTunanerara B meTposieiiHOM 3¢upe ¢ mnoiydeHueM N-(6-xjop-2-
mMeTunupuanH-3-mi)-N-merunaneramuaa (270 mr, 53%) B Bune ceryio->kentoro mMacia. MC
m/z 199,1 [M+1]*. "H SIMP (400 MI't, IMCO-dg) & 7,83 (n, J=8,4 T'ui, 1H), 7,47 (n, J=8,2 I'y,
1H), 3,05 (c, 3H), 2,37 (¢, 3H), 1,68 (c, 3H).

IIpomexyrouHoe coenuHeHue A41

6-6pom-N, N,2-TpuMe TUIITUPUIUH-3-aMUH
—HN

A
N =
Br

B pactBop 6-Opom-2-mermnnupuamH-3-amuHa (500 wmr, 2,67 MMonb) B

>
teTparuapodypane (5 mi) godasnsn Ouc(rpuMerwicuina)amun autas (5,8 mot, 5,80 mmons, 1
M B terparuapodypane) npu -78 °C. Tlocne nepememupanust npu -78°C B Teuenue 20 MUH B
BBILIEYKA3aHHYI0 CMECh MENJIEHHO no0aBisiu Hommeran (948 mr, 6,68 mmonn) npu -78 °C.
Cmech HarpeBaju 1O KOMHATHOM TeMmIepaTypbl B TedeHue | 4. PeakIMOHHyIO CMeCh racuiu
CMEChI0 BOJA/Neq] W SKcTparupoBanu sTunaneratoM. OObeIUHEHHbIE OPraHHUYECKUE CIIOH
MIPOMBIBJI BOJOMW, CYIIUJIN Hax Oe3BoaHbIM cynbdarom HaTpust. [Tocne gunbTpanmu gunbTpar

KOHUCHTPUPOBAJIN IMPU MOHWXXCHHOM HAaBJICHUU. OcraTok OoUHnLaJIn noCpeacCTBOM KOJIOHOYHOM



68

¢dmm-xpomarorpaduu ¢ 0~60% >THnanerata B eTposielHoM ddupe ¢ noiayderneMm 6-0pom-N,
N,2-tpumernnmupunus-3-amuHa (A41) (400 mr, 69%) B Bune Oemnoro TBepaoro BemecTsa. MC
m/z 215,1 [M+1]*. '"H SIMP (400 MI'y, JIMCO-dg) & 7,35 (m, J=1,2 T';, 2H), 2,64 (c, 6H), 2,41
(c, 3H).

IIpomexyTouHoe coenuHeHue A42

2-xn10p-6-[(4-merokcupenun)merni|-7-mermn-7H-nmuppono[ 3,4-b Jnupunus-5-on
0

Cwmech metun 2-(1-OpomaTiin)-6-xaopnupuaus-3-kapookcunata (830 mr, 2,98 MMoib) u
MeNH; (10 mn, 2 M B Terparuapodypane) nepeMenInBaiyd Npyu KOMHATHOH TeMIIEpaType B
teueHne 16 4. CMech pa3BOOWIIM 3TUJIALIETATOM U NPOMBIBATKM BOMOH. OpraHWYeCKUi Cion
CyLIHMiN Haj O€3BOIHBIM CyJb(haTOM HATpus, GUIBTPOBAIH M KOHLEHTPUPOBAIU B BaKyyMe C
nojiyueHueM 2-xyop-6-[(4-merokcudenmn)merun|-7-metui-7H-muppono[3,4-b Jmupuann-5-ona
(A42) (480 wmr, 53%) B Buie xeTOro TBEpAOro Bemectsa. MC m/z 197,0 [M+1]".

IIpomexyTouHoe coeqnHeHue A43

5-6pom-3-meTuin-2,3-Turuapon3OuHAON- 1 -OH
)

HHN

Br

Oran 1: B pacrBop 4-Opom-2-s3tunbensoiinoii kucinorel (1,00 r, 4,36 mMmoib) B
nuxjopmetane (10 mu) u meranone (1 mu) mobasnsum (Tpumetwincuun)auazomerad (0,8 mu,
2,0 M B rekcane) B armocdepe azora npu 0 °C. ITonyueHnsiii pacTBop nepememmsany npu 0°C
B TeyeHue 2 4. Peakiuro racuiu noOaBjeHHEM BOIbI MPH KOMHATHOH Temmepartype. Cmech
SKCTparnpoBaiu sTHiareratoM. OpraHuueckuil Ciaod Cymuian Haja Oe3BOAHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHINAIUA IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~10% sTunauerara B TETPOJICHHOM 3dupe C
nojiyueHueM Metun 4-0pom-2-stundenzoara (950 mr, 89%) B Bune xenroro macia. MC m/z
243,0 [M+1]".

Oran 2: B pactBop wmermn 4-Opom-2-s3tmnbenzoara (300 wmr, 1,23 mmonb) B
TeTpaxjopune yriepoaa (6 ) modaensu azoanuzo0ytuponutpun (40 mr, 0,2 mmomib) u N-
OopomcykmanMua (219 mr, 1,2 mmons). Cmecy nepememuBanu npu 80°C B TedeHHE HOUH.
Tsepable BemecTBa OTGUIBTPOBBIBANIN. PUIBTPAT KOHIIEHTPHPOBAIHN B BAKYYMeE C IOIYYEHUEM
4-6pom-2-(1-6pomaTui)denzoara (390 Mr, HeOUYHINEHHBIH) B BHUue skeiaToro macia. MC m/z
320,9 [M+1]*. 'H SIMP (400 MI'n, xnopobopm-d) & 7,96 (n, J=2,0 T, 1H), 7,74 (n, J=8,4 I'n,
1H), 7,48 (an, J=8,4, 2,0 I'y, 1H), 6,28 (k, J=6,8 'y, 1H), 3,94 (c, 3H), 2,04 (n, J=6,8 'y, 3H).

Oran 3: Cwmecp merun 4-0pom-2-(1-OpomsTmm)denszoara (300 mr, 0,93 mmonb) u
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ammuaka (7 M B wmeranone) (8 mu) nepememuBanu mpu S5S0°C B Teuenme 2 4. Cmech
KOHLIIEHTpUpoBaTM B Bakyyme. OCTaTOK O4YMIMANINM TIOCPEACTBOM KOJOHOYHOH  (pyaim-
xpomarorpaduu ¢ 0~50% sTunamerara B neTpoieiHoM 3dupe ¢ nomydeHneM S-Opom-3-meTu-
2,3-pquruapousounnon-1-ona (A43) (210 mr, 75% 3a 2 3Tama) B BHUAE JKEITOTO TBEPAOTO
semectsa. MC m/z 226,0 [M+1]".

IIpomexyTouHoe coenuHeHue A44

TpeT-OyTHi 6-0pom-1,1-aumMeTni-3-0KCOn30MH0MI-2-KapOOKCHIaT
O

N—Boc
Br

Oran 1: Cmecp merun 4-Opom-2-(6pomomermi)oenszoata (5,00 r, 16,34 mMmonb) u
ammuaka (r) (7 M B meranode) (20 mi) nepememuBanu rnpu S0°C B Teuenue 2 4. [TonydeHHyro
CMeChb KOHLEHTPUPOBAJIH B BakyyMe. OCTaTOK OYMINANN TMOCPEIACTBOM KOJIOHOYHOH (IidIi-
xpomarorpapuu ¢ 0~10% wmeraHoma B OUXJOPMETaHE C TOJy4YeHHEM S-Opom-2,3-
nurnapon3onHaoi-1-ona (3,40 r, 98%) B Bunme »kentoro Teepaoro eemectBa. MC m/z 2120
[M+1]*.

Oran 2: B pactBop 5-Opom-2,3-murunpousonsnon-l-ona (3,40 r, 16,03 mmonb) B
muxjopmerane (20 wmu) noGammsmm  nu(tper-Oytmn)kapoonatr (4,20 r, 19,24 wmmorb),
TproTnamue (4,87 1, 48,10 mmonp) u 4-gumernnamubnorpunud (0,19 r, 1,60 mMmoub).
ITony4ennsiii pactBop nepememnsanu npu S0°C B Tedenne Houu. CMech KOHLIEHTPUPOBAIH B
BakyyMme. OCTaTOK OYMINAIM MOCPEACTBOM KOJOHOUHOHN (udm-xpomartorpadpun ¢ 0~25%
STUaLeTaTa B METPOJICHHOM >dupe ¢ noiaydeHneM Tpetr-0ytimn S-0pom-1-okco-3H-uzonnnon-2-
kap6okcunara (3,00 r, 60%) B Buzne Genoro Teepaoro semectsa. MC m/z 312,0 [M+1]*.

Oran 3: B nerasupoBaHHBI pacTBOp Tper-OytHa 5-Opom-1-okco-3H-u3onHnon-2-
kapbokcumara (0,40 r, 1,28 wmmomb) B Terparumpodypane (4 wi1)  moOaBsIIH
ouc(rpumermicuimn)amun autus (1,9 mi, 3,80 mmonb, 2 M B Terparuapodypane) B atmochepe
azota npu -78 °C. Ilocne nepememnBanus npu -78°C B TeueHue | 4 B BbIIIEYKa3aHHYIO CMECh
nobGasisin onmeras (400 mr, 2,81 mmons). [TonydeHHbIi pacTBOp nepemenrusanu npu -78°C B
TedeHHe 2 4. PeakIMOHHYI0 CMeCh TaCWJIM BOAOW U OKCTPArHpPOBAJM STHIIALIETATOM.
Opranudeckuwii CJIOW CylIMiIM Hax O€3BOAHBIM CyJab(paToM HaTpus, (QUIBTPOBAIA H
KOHLIGHTPpUpOBAIM B Bakyyme. OCTaTOK O4YMINANK IOCPEACTBOM KOJOHOYHOH  (hiamm-
xpomarorpadpuu ¢ 0~20% sTunanerata B MEeTPOJICHHOM 3Qupe C MONydeHHeM TpeT-OyTui 6-
opom-1,1-gumeTi-3-okcon3zonHnon-2-kapookcunara (A44) (170 mr, 39%) B BHIE KEIATOrO
TBepaoro Bemectsa. MC m/z 340,0 [M+1]". 'H stMP (400 MI'u, IMCO-dg) 6 8,11 (m, J=1,6 I'y,
1H), 7,74 (nn, J=8,0, 1,6 I', 1H), 7,68 (1, J=8,0 ', 1H), 1,69 (c, 6H), 1,54 (c, 9H).

IIpomexyTouHoe coequHeHne A45

2-x510p-5-(OKCeTaH-3- 1) IUPUIUH
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]
N
Cmech  O-xnopnupuans-3-undooponoBoit  kuciorsl (300 wmr, 1,91 wmwmons), 3-
fionokcerana(175 wmr, 0,95 mmonb), #onuna nukens (II) (18 wmr, 0,06 mmomns), (18S,25)-2-
AMHMHOLIMKJIOTeKCaH-1-oma (7 mr, 0,06 Mmodb) u Ouc(Tpumermncumuin)amuna autus (1,9 mi, 3,80
MMOJIb, 2 M B Tetparuapodypane) B 2-npomnaHose nepemernnsain npu 100°C B Teyenue 16 4 B
armocdepe azora. [lonydyeHHYH0 CMeCh Pa3BOAMJIM BONOH M SKCTPArHMPOBAIH 3THUJIALIETATOM.
Opranndeckuii Cjiol Cymwmian Hajx Oe3BOAHBIM CyjbparoM HaTpus, (GUIBTpOBaIM U
KOHLIEHTPUPOBAJIM MPH MOHWKEHHOM JaBjieHuH. OCTaTOK OYHMINAIH MOCPEICTBOM KOJIOHOYHOM
dmm-xpomarorpaduu ¢ 0~100% sTunanerara B NETPOISHHOM dpUpe C MOTYyYEeHHEM 2-XJI0p-5-
(okceran-3-wn)mupunuHa (A45) (90 mr, 27%) B Buge cBero-xkentoro maciaa. MC m/z 170,0
[M+1]*.
[IpomexyTouHoe coequHeHue A46

TpeT-OyTui N-(6-XJI0p-2-UUKIONPONMITHPUANH-3-WI)KapOamar

Boc
HN

2
=
|

Oran 1: B pactBop 6-xnop-2-iopnupuaun-3-amuna (1,00 r, 3,93 mmonb), nu(tper-
oytun)kapoonata (1,79 r, 7,86 Mmmounb) u TpudTiiamuHa (1,19 r, 11,79 MMounb) B nuxyiiopMeraHe
(10 mn) nobGasnsamu 4-pumerunamu”onupuaud (0,05 r, 0,39 mmonb). IlonydeHHbll pacTBOp
nepeMelIuBaiy NPy KOMHATHOHW TeMmriepaType B TedeHue Houu. CMech KOHLEHTPHUPOBAJIU B
Bakyyme. OCTaTOK OYHIIAIM NOCPEACTBOM KOJOHOYHOW (umm-xpomartorpadpuun ¢ 0~60%
STUNIALleTaTa B METposieitHOM 3¢dupe ¢ mojydeHueM tper-Oytui N-(6-xyop-2-iHoanupuaus-3-
wi)kapbamara (0,67 r, 49%) B BHUIe CBeTJO-keNTOro TBepaoro BemectBa. MC m/z 3549
[M+1]*.

Oran 2. B perasupoBaHHbIl pacTBOp Tper-OyTmn  N-(6-xyop-2-oanupuaus-3-
wi)kapOamara (0,67 r, 1,89 mmouns), nukiaonponmidoponosoit kuciotsl (0,16 r, 1,89 mmons) u
kapOonara kamus (0,52 r, 3,78 mmone) B auokcane (5 mu) u Boge (0,5 mur) mobasmsmu [1,1°-
ouc(nudenmndochuno)beppoueH |nuxnopnauaguii (I) (0,14 r, 0,19 mmons). ITonyueHHbIi
pactBop nepemewuBaiu npu 100°C B teueHne Houu. CMech KOHLIEHTPUPOBAIM B BaKyyMe.
OcTtaTok OYHIIaNN MOCPENCTBOM KOJOHOUYHOH (uaur-xpomarorpaduu ¢ 0~70% sTunanerara B
neTposieiHoM »dupe ¢ noiaydeHneMm Tper-OyTun  N-(6-XJIop-2-HUKIOTPOTHITUPHINH-3-
wi)kapbamara (A46) (300 mr, 59%) B BUIE CBETIIO-keaTOro TBepaoro semecrsa. MC m/z 269, 1
[M+1]*. '"H SIMP (400 MI'n, IMCO-dg) § 9,06 (c, 1H), 7,73 (n, J=8,4 I'u, 1H), 7,19 (x, J=8.,4
I'n, 1H), 2,27-2,23 (M, 1H), 1,47 (c, 9H), 1,04-0,76 (M, 4H).

IIpomexyTouHoe coenuHeHue A47

6-x50p-N-3TUI-2-MeTUINUPUANH-3-aMUH
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Cwmecp 6-xmop-2-metunnupuans-3-amuna (500 wmr, 3,51 mmons), auneranbaeruna (185
mr, 4,20 mMmonb) M yKcycHOH kuciorsl (21 wmr, 0,35 mmonb) B TeTparuapodypane
nepememuBanu npu 60°C B Teuenue 3 4. CMech OXJakaalu N0 KOMHATHON TeMIepaTypsl U
nobGasysimn Goprunpun Hatpusi (133 mr, 3,51 mmonb). CMech nmepemMernnBaiyu Npu KOMHATHON
TeMmneparype B TedeHue 16 4. PeakuMOHHYKO CMeCh Tacuiad BOAOM M BSKCTParupoBasiv
stunaneratoM. OObeIMHEHHbIE OPraHUYEeCKHUE CJIOM MPOMBIBAIUA COJIEBBIM PACTBOPOM, CYLIHIIN
Hax 0e3BOAHBIM CyJbhaTOM HATpus, (UIBTPOBAIM U KOHLEHTPUPOBAIM B Bakyyme. OcTaTok
OUYWIIANIA TOCPEICTBOM KOJOHOYHOU (umri-xpomarorpapun ¢ 0~100% sTunanerata B
NETPOJICHHOM 3>dupe ¢ moaydeHneM 6-xjop-N-3Tui-2-merwnupuans-3-amuaa (A47) (70 wr,
11%) B BUzE xenToro Teepaoro semectsa. MC m/z 171,1 [M+1]*.

IIpomexyTouHoe coennHeHuEe A48

TpeT-OyTun 3-0poM-7-1HaHo-2-MeTHINHAO- | -kapOOKCcHIaT

Oran 1: B pactBop 1H-unnon-7-kapbonurpuna (1,00 r, 7,03 MMOib) B AMXJIOpPMETaHE
(20 mn) mobasnsmu TpudTHiiamuH (1,50 1, 14,82 mmonb), 4-gumermnamuHonupunus (0,06 T,
0,49 mmonb) u au(tper-Oytun)kapbonar (3,10 r, 14,20 MmMonb) Ipu KOMHATHOH TeMmeparype.
Cwmecp nepememuBany NpU KOMHATHOH Temrmepatrype B TedeHue 16 4. PeaknMoOHHyIO cMech
KOHLEHTpUpPOBAIM B BakyyMe. OCTaToKk O4YMINAAM IIOCPENCTBOM KOJIOHOYHOH  (hidmi-
xpomarorpaduu ¢ 0~20% sTunanerata B METPOJCHHOM ddupe C mosydyeHueM TpeT-OyTui 7-
uaHouHAoJ- 1 -kapbokcunara (1,60 r, 93%) B Buge Oenoro TBepaoro Bemecrsa. MC m/z 243,2
[M+1]*

Oramn 2: B pactBop Tper-OyTun 7-umaHounno-1-kapookcunara (1,20 r, 4,95 mmonb) B
terparuapodypane (20 mi) memieHHo nobamsuin OyTwmmuTuit (2 mut, 5,00 mMonb, 2,5 M B
rekcane) npu -78 °C. Tlocne mepememuBanusi npu -78°C B TedeHue | 4 B BbIIEYKA3AHHYO
cMech MeluIeHHO nobasnsun Hoamerad (1,10 T, 7,75 mmonb). CMech MeJIEHHO HAarpeBasv MpH
KOMHATHOM TeMIrepaTtype B TeUeHHe 2 4. PeakIMOHHYI0 CMeCh TaCUJIM, UCTIOJb3Ysl HACBILIEHHbIN
BOJIHBIA PAaCTBOp XJIOPHA aMMOHHUS, M SKCTPAarpoBaiu 3TuiauneratoM. OpraHHuecKuil Cion
cymmian Haj Oe3BOAHBIM CyJb(aTOM HATpus, (PUIBTPOBAIM M KOHLEHTPHUPOBAIU B BaKyyMe.
OcraTok OYHIIaNIN MMOCPENCTBOM KOJOHOYHOH (uam-xpomarorpaduu ¢ 0~20% sTunanerara B
NEeTPOICHHOM 3(upe ¢ moaydeHneM TpeT-0y Tl 7-1UuaHo-2-MeTUInHAo- 1 -kapOokcmnara (0,6 T,
48%) B Bune xkenroro Macna. MC m/z 257,1 [M+1]". 'H sIMP (400 MI'u, IMCO-dg) 6 7,85 (mn,
J=7,8, 1,2 T'u, 1H), 7,68 (nn, J=7,8, 1,2 I'u, 1H), 7,33 (1, J=7,8 I'y, 1H), 6,60 (1, J=1,2 I'u, 1H),
2,52 (c, 3H), 1,65 (c, OH).
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Oran 3: B pactBop Tper-OyTun 7-umaHo-2-meTwiuHAod- 1-kapbokcunara (0,60 r, 2,34
MMOJIb) B tuxjiopMmerane (5 mur) 1obasnsian TpUPTOPYKCYCHYIO KUCIOTY (1 MIT) Mpu KOMHATHOM
temneparype. Cmech TmepeMelInBald IPU KOMHATHOH TeMmmeparype B Te4YeHHE 3 d.
PeakunoHHy10 cMech KOHIIEHTpUPOBaJIM B Bakyyme. OCTaTOK MOJIIEaYMBAIN HACHIIEHHBIM
BOJHBIM PAacTBOpPOM OukapOOHaTa HATpHs M OIKCTparupoBanu stwianeratoM. OpraHuyeckui
clol cymmiu Hajn Oe3BOAHBIM Cynb(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPHPOBAIHU B
Bakyyme ¢ nojy4deHueMm 2-metui-1H-unnon-7-kapbonurpuna (0,38 r, HEOUUILEHHBINH) B BHIE
skenroro Teepaoro semecrsa. MC m/z 157,0 [M+1]*

Oran 4. B pactBop 2-merun-1H-unnon-7-kap6onurpuna (0,38 r, 2,43 mMmoab) B
terparuapodypane (5 mu) nodasnsiin N-Opomcykumaumuy (0,43 r, 2,45 mmonb). [TonydeHHyO
CMeCh MepeMEeIINBAIN NPU KOMHATHOW Temmeparype B TeueHHe 4 4. PeaklMOHHYIO CMeCh
Pa3BOAMIM BOJOM M 3KCTparupoBaiv sTujaneratoM. OpraHuydeckuil CJIOW CyIIMIA HaA
6e3BoHBIM CyJIb(aTOM HATpHs, GUIBTPOBAIN U KOHIEHTPHUPOBAIN B BAKyyMeE C IMOJTYYEHUEM 3 -
Oopom-2-metmi-1H-unnon-7-kapborurpuna (470 Mr, HEOUHIIEHHBII) B BUIE JKEITOTO TBEPIOTO
semectsa. MC m/z 235,0 [M+1]".

Oran 5: B pactBop 3-Opom-2-merun- 1 H-unnon-7-kapoonurpuna (0,47 r, 1,99 mmons) B
muxjaopmerane (10 wi) pobasmsmm  TpmwyTmnamuH (0,63 1, 6,25  wmmomb), 4-
mumermnamMuHonupuanH (0,03 1, 0,21 mmone) u au(tper-Oytmn)kapoonar (0,91 r, 4,17 mmodb).
Cmech mepemelnnBaiy NpU KOMHATHON TeMmIieparype B TedeHHe 16 4. PeakllMOHHYIO CMecCh
KOHLIEHTpUpOoBaIM B Bakyyme. OCTaTOK OYMINANM TOCPEACTBOM KOJOHOYHOH  (puaim-
xpomarorpadpuu ¢ 0~15% sTunanerara B meTponedHOM >pupe ¢ MoiydeHueM TpeT-OyTui 3-
Opom-7-iano-2-meTuuHAoI- 1 -kapbokcunara (A48) (0,26 r, 33% 3a 3 stama) B Buge 6enoro
tBepnoro Bemecrsa. MC m/z 335,0 [M+1]". 'H siMP (400 MI'u, IMCO-d¢) 6 7,84 (an, J=7.8,
1,2T'u, 1H), 7,78 (an, J=7,8, 1,2 I'u, 1H), 7,47 (1, J=7,8 I'u, 1H), 2,57 (c, 3H), 1,66 (c, 9H).

ITpomesxyTouHoe coenuHeHne A49

2-x50p-6,7,7-Tpumerrnnuppono| 3,4-b Jnupunus-5-oH

B pactBop 2-xmnop-7,7-numerun-6H-nuppono[ 3,4-b|nmupuaus-5-ona (50 mr, 0,25 Mmorb)
B Terparuapodypane (2 wm) nobGasmsanmu ruapun Hatpusa (9 wr, 0,38 mmomb, 60% B
muHepanpHoM Macie) npu 0 °C. Ilocne nepememuBanust npu 0°C B Teuenue 0,5 4 B
BBILIEYKA3aHHYI0 CcMechb noOaBisumu HommeraH (54 mr, 0,38 mmonb). PeakumoHHBII pacTBOp
nepeMelIMBald MPU KOMHATHON TeMmmepaTrype B TeueHHe 2 4. PeakIMOHHYH CMeCh racuiIH
BOJIOW W 3KcTparupoBanu sTwianeraroM. OObennHEHHbIE OPraHMYECKHE CJIOM IPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYILIMJIM Halx O€3BONHBIM CyiabpaToM HaTpus, (QUIBTpOBAIN WU
KOHLEHTpUpOoBaIu B BakyyMe. OCTaTOK O4YMINAAM IOCPEACTBOM KOJOHOUYHOH  (hidmi-

xpomarorpagpuu ¢ 0~20% sTunaunerara B NeTpojeHHOM 3¢dupe ¢ mojydeHuem 2-xjiop-6,7,7-
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TpuMeTInuppono|3,4-b|mupuann-5-ona (A49) (50 mr, 93%) B Bume 3KENTOr0 TBEPAOTO
semectsa. MC m/z 211,0 [M+1]".
IIpomexyTouHoe coeauHeHue AS0
2-x50p-6-(2-mMeToxcuaTHn)-7,7-qumerunnuppono| 3,4-b jnupunus-5-oH
O
..-"O"'mf"’"‘*N
7N
b=
I
B pacrBop 2-xs0p-7,7-gumerun-6H-muppono[3,4-b]nupunun-5-ona (200 wmr, 1,02
MMOJIb) B TeTparuapodypane (3 mi) meaneHHo nodasisum ruapun Hatpus (120 mr, 5,00 mmous,
60% B MUHEpaJIbHOM Maciie) NMpH KOMHATHOW Temrieparype. Ilocie mepeMernnBaHus IMpH
KOMHATHOW Temneparype B TedeHne 30 MUH noOaBisIi 2-0OpoM3THII METHIIOBBIN 3¢up (212 wr,
1,53 mmonp). Cmech nepemermnBaiu npu 55°C B TedeHne HOuM. PeakuMOHHYIO CMECh TacHIIH
BOIOW W 3KCTparupoBaiu 3TWianeratoM. OObeaNHEHHBIE OpPraHHMYECKHE CJIOW TPOMBIBAIIN
COJIEBBIM pPACTBOPOM, CYILIMJIM Halx O€3BONHBIM CyiabpaToM HaTpus, (QUIbTpoBaIN W
KOHLIEHTpUpOBAIM B BakyyMme. OCTaTOK O4YMINANK TOCPEACTBOM KOJOHOYHOH  (hiamm-
xpomarorpadpun ¢ 0~50% sTHnanerata B NETPOJEHHOM >¢upe C MoNydeHHeM 2-XJop-6-(2-
METOKCUATUN)-7,7-quMeTunnuppono| 3,4-b]-nupunun-5-ona (AS0) (100 wmr, 39%) B BHIe
senroro macaa. MC m/z 254,1 [M+1]".
IIpomexyTounoe coenuHeHue AS1
2-x70p-7,7-numetnn-6-(okconan-3-un)nuppoo| 3,4-b jnupuanH-5-oH
QA
N
7N
=
Cl
Oran 1: Cmech merun 6-xjop-2-(xjmopMmerwin)nupuans-3-kapookcunata (1,00 r, 4,54
MMOJIb) U OkconaH-3-ammHa (0,59 wr, 6,84 mmonp 4) B Terparuapodypane (5 wu)
nepememuBany B TedeHue 16 u npu 50 °C. TlomydeHHYI0 CMeCh KOHLIEHTPUPOBAIU TIPU
MOHMKEHHOM AaBiieHHH. OCTaTOK OYMIIAIN OCPEACTBOM KOJIOHOUHOMH (i3uI-xpomarorpaduu ¢
0~100% »sTHnanerata B TETpoieWHOM >(dupe ¢ moiydeHuem 2-xJyop-6-(okconan-3-wmn)-7H-
nuppodo[3,4-b|nupunun-5-ona (0,62 1, 57%) B BuAe xenToro TBepAoro Bemectsa. MC m/z
239,1 [M+1]".
Oran 2: B cmech 2-xsop-6-(okcomnan-3-wn)-7H-muppono|3,4-b Jnupunun-5-ona (0,25 T,
1,05 mmonb) B Terparuapodypane (5 mi) nobasismu ruapun Hatpus (63 mr, 2,62 mmoinb, 60% B
MuHepanpHOM Macine). [locne mepememnnBaHus IpU KOMHATHOHM Temmeparype B Tedenue 0,5 4
nobasmsmn  fiogmeran (0,33 1, 2,30 MMmomp) mnpu KOMHaTHOH Temmeparype. (Cwmech
nepemMelIMBald P KOMHATHOM TeMmIeparype B TeueHue 16 4. PeakUMOHHYXO CMeCh rachiH

BOJIOM W 3KcTparupoBanu sTwianeratoM. OObennHEHHbIE OPraHUYeCKHe CJIOM IMPOMBIBAIIH
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COJIEBBIM pPACTBOPOM, CYIIMJIM Hanx O€3BOOHBIM Cyib(paroM HaTpus, (uisTpoBasn u
KOHLIIEHTpUpoBaTM B Bakyyme. OCTaTOK O4YMIMANINM TIOCPEACTBOM KOJOHOYHOH  (pyaim-
xpomarorpapuu ¢ 0~80% sTunauerara B nerposneiiHOM 3dupe ¢ moaydeHueM 2-xjop-7,7-
auMeTHI-6-(okcoman-3-un)muppodio| 3,4-b Jmupunun-5-ona (AS1) (0,25 r, 89%) B BUIE cBETIO-
senroro Teepaoro semecrsa. MC m/z 267,1 [M+1]".

IIpomexyTouHoe coenuHeHue AS2

TpeT-OyTri 7-aueTni-3-0poMuHIo- 1 -kapOokcunaT
Br

Boc o

Oran 1: Cmech 1H-unnon-7-kapbonurpmna (1,00 r, 7,03 mmosnb) 1 N-OpOMCyKIIMHUMUA
(1,30 1, 7,02 mmonb) B Terparuapodypane (10 mu) mepememuBanu B TedeHue 16 4 mpu
KOMHAaTHOH Temmepatype. [lonyueHHyr0 cMech KOHLEHTPHPOBAIHN MPU MOHIKEHHOM JaBJICHUH.
OcTaTok OYMINAIN MOCPEACTBOM KOJIOHOUHOH (am-xpomarorpaduu ¢ 0~80% sTunanerara B
NeTpoIeHHOM 3¢upe ¢ nojayderneMm 3-0pom-1H-unnomn-7-kapoonurpuna (1,40 r, 94%) B BUzOe
6enoro TBepaoro semectsa. MC m/z 221,0 [M+1]".

Oran 2: B cmece 3-Opom-1H-unpon-7-kapbonurpmna (1,00 r, 4,52 mmomb) B
terparuapodypane (10 mu) nodasnsm u merunmaraus opomun (13,6 mu, 13,60 mmons, 1 M B
terparunpodypane) npu 0 °C. CMechb MENJIEHHO HArpeBajv 1O KOMHATHOW TEMIIEPATyphl B
TeueHne 16 4. PeakuMOHHYKO CMeCh TracWjid BOAOW M OKCTPArupoBad JTUJIALIETATOM.
Opranudeckuii cnol cymuiau Hax Oe3BOAHBIM CyJb(paToM HaTpus, QUIBTPOBAIA H
KOHLIEHTPUPOBAJIU MPU MOHWKEHHOM JaBjieHuu. OCTaTOK OYHMINAIM MTOCPEICTBOM KOJOHOYHOM
¢mu-xpomarorpapuu ¢ 0~100% sTunanerata B nerponeiiHoMm s¢dupe ¢ monydenuem 1-(3-
6pom-1H-unnon-7-un)stanona (1,00 r, 92%) B Buze xenroro Teepporo semecta. MC m/z
238,0 [M+1]*. "H SIMP (400 MI'y, IMCO-de) & 11,66 (c, 1H), 7,96 (ar, J=7,6, 1,2 ', 1H), 7,75
(n,J=7,8Tn, 1H), 7,53 (1, J=2,4 'y, 1H), 7,28 (tx, J=7,8, 1,2 I'u, 1H), 2,68 (c, 3H).

Oran 3: Cwmecp 1-(3-Opom-1H-unnon-7-un)sranona (1,40 r, 6,01 mmons), au(tper-
Oyrum)kapbonara (4,30 r, 19,82 wmmonb), TpwdTHiamuaa (1,80 r, 18,03 mmons) u 4-
mumerwiamuHonmupuansaa (0,07 r, 0,60 mmoinb) B nuxynopmerane (15 mur) mepeMemmBaiu npu
KOMHATHON Temmeparype B TedeHue 16 4. IlonydeHHyr0 cMeChb KOHLIEHTPUPOBAIM IIPH
NOHMKEHHOM AaBiieHHH. OCTaTOK OYMIIAIIN TTOCPEACTBOM KOJIOHOUHOH (isiI-xpomarorpaduu ¢
0~70% »Tunanerarta B METPOIICHHOM 3(pUpe ¢ MOTyYeHHEM TpeT-Oy Tl 7-areTui-3-6poMUHIO0N-
1-kapbokcunara (AS52) (1,80 r, 92%) B Bune kopuuHeBoro teepaoro semecrsa. MC m/z 3380
[M+11*. "H SIMP (400 MI'r, IMCO-ds) & 7,98 (c, 1H), 7,66 (un, J=7.8, 1,2 T'n, 1H), 7,58 (ux,
J=7.8, 1,2 'y, 1H), 7,46 (1, J=7,6 I'n, 1H), 2,50 (c, 3H), 1,57 (c, 9H).

[IpomexyTouHoe coeqnHeHue AS3

TpeT-OyTri 3-6poM-5-raHouHI0- 1 -kapOoKcuIaT
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Br CHN
o3
)
Boc

Oran 1: B pacrBop 1H-unnon-5-xkapOonurpuna (2,00 r, 14,07 wmmonb) B

terparuapodypane (20 mn) ngobasmsmun N-Opomcykimuumua (2,50 r, 14,07 mmonb). Cmechb
nepeMelInBaIyd pyU KOMHATHON TeMIepaTtype B TeueHue 3 4. PeakMOHHYI0 CMeCh Pa3BOAUIH
BOJIOW W SKCTparupoBayid STwianeratoM. OObeIUHEHHbIE OPraHUYECKHe CJIOH MPOMBIBAJIH
COJIEBBIM pPACTBOPOM, CYLIMJIM Han O€3BONHBIM CyjbpaToM HaTpus, (QUIbTpoBAIN WU
KOHLICHTPUPOBAJIM B BakyyMe ¢ mnosyueHueMm 3-Opom-1H-unnon-5-kapoonutpuna (1,80 T,
HEOUHLIEHHBIH) B BUAe 6e1oro Teepaoro semectsa. MC m/z 221,0 [M+1]".

Oran 2. B pactBop 3-Opowm-1H-unnon-5-xap6onurpmwia (3,00 r, 13,57 mmons) B
nuxjopmerane (30 wmu) poGammsmm TpwsTWwiamuH (2,75 1, 27,14 wmmonb) u  au(Tper-
oytun)kapobonar (4,44 r, 20,36 mmonb). 3aTeM CMeCh MEpEeMEIINBAJIM MpPU KOMHATHOM
Temneparype B TedeHne 2 4. CMech KOHLEHTpHpPOBaNM B BakyyMe. OCTaTOK OYHINAIN
MOCPENCTBOM KOJIOHOYHOH (piatin-xpomarorpaduu ¢ 0-50% sTunanerara B NeTpoJIeHHOM dupe
Cc mony4yeHneM Tper-OyTun 3-Opom-5-nimanonnanodn-1-kapbokcunara (AS3) (1,30 r, 30%) B Buzne
6enoro Teepaoro Bemectsa. MC m/z 321,0 [M+1]". 'H sIMP (400 MI'u, AMCO-dg) 6 8,29-8,19
(m, 1H), 8,12 (c, 1H), 8,09-7,99 (m, 1H), 7,89-7,79 (M, 1H), 1,64 (c, SH).

[IpomexyTouHoe coenuHeHue AS4

6-6poM-N-(2-MeTOKCHITU)-2-METHIITUPUANH-3-aMUH
<

o N
Wﬁ}a

Oran 1: B cmech 6-Opom-2-mermnnupuaus-3-amuaa (1000 mr, 5,35 mmonb) wu
tprsTiiamuaa (1100 mr, 10,69 mmonb) B auxnopmerane (20 mu) 100aBIsUIA METOKCHALIETHIT
xnopua (580 wmr, 5,35 mmons) mpu 0 °C. CMech nepeMeNuBau MPU KOMHATHON TEMIIEPAType B
TedeHne 16 4. CMech KOHLEHTPHPOBAJIM NPU MOHIKEHHOM aapieHHH. OCTaTOK OYHINAIN
MOCPENCTBOM KOJIOHOYHOM (am-xpomarorpaduu ¢ 0~100% sTunanerata B METPOJICHHOM
s¢upe ¢ nonyderneM N-(6-Opom-2-meTmnupuans-3-mi)-2-merokcraneramuaa (1300 mr, 91%)
B BUJIE JKeJITOro TBepaoro emectsa. MC m/z 259,0 [M+1]".

Oran 2: B cmech N-(6-Opom-2-meTmnnupuaus-3-mn)-2-merokcuaneramuna (600 mr, 2,32
MMoJIb) B TeTparuapodypane (10 mn) modasnsinm 6opruapun Hatpus (175 mr, 4,64 MMoNb) U
s¢upHbIi KOMIUIeKC TpudTopuna Oopa (657 mr, 4,64 mMmonp). CMech mepeMelInBaIu TpU
KOMHATHOW Temreparype B TeueHHe 16 4. PeakIMOHHYIO CMeCh racHUiM CMECBhIO BOIA/Jen |
3aTeM HJKCTparupoBaiu STwianeraroM. OOBbEANHEHHbIE OPraHUYECKHE CJIOM IPOMBIBAIN
COJIEBBIM pPACTBOPOM, CYLIMJIM Hajx Oe3BONHBIM CyiabpaToM HATpus, (QUIBTpOBAIN U
KOHLIIEHTpUpOBAIM B BakyyMme. OCTaTOK O4YMINANM IOCPEACTBOM KOJOHOYHOH  (hiam-
xpomarorpagpuu ¢ 0~80% sTunaunerara B merpojieliHOM 3¢dupe ¢ monydeHuem 6-6pom-N-(2-

METOKCU3TUI)-2-MeTHINUPUANH-3-amuHa (AS53) (455 mr, 80%) B Bune xentoro macina. MC m/z
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245,0 [M+1]".
IIpomexyTouHoe coequHeHue ASS

6-6pom-2-meTun-N-(okconas-3-ui)nupuanuH-3-aMuH

Sy
N Br

Cwmech 6-Opom-2-mermnnupuaus-3-amuHa (1,00 1, 5,35 mmonb), nuruapodypan-3-ona
(0,92 r, 10,69 mmounb), ykcycHoit kucnotsl (0,03 r, 0,53 MMOJIb) U TpHALIETOOOPTUAPUIA HATPHUS
(2,30 1, 10,60 mmonp) B muxiyopatane (15 mu) nepememuBanmu npu 60°C B TeueHue 16 u.
PeakunoHHYI0O CMeCh TacWiIM BOJOM M OKCTparmpoBamu sTwianeratoM. OObearHEHHBbIE
OpPTaHUYECKHE CJIOM TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIWJIM HaJ O€3BOAHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B BakyyMme. OCTaTOK OYHMINAINA IOCPEACTBOM
KOJIOHOUHOH (udmu-xpomarorpapun ¢ 0~100% sTunanerara B mneTposieiiHOM 3dupe c
nojiyaeHueM 6-0pom-2-metii-N-(okconan-3-wn)nupunui-3-amusa (ASS5) (0,10 r, 7%) B Buzae
CBETJIO-KEJITOro TBepAoro semectsa. MC m/z 257,0 [M+1]".

IIpomexyTouHoe coeqnHeHue AS6

6-0poM-3-(2-METOKCHITOKCH)-2-METUITUPUINH
—0

B pactBop 6-Opom-2-mermnnupunus-3-ona (300 wmr, 1,60 mmonms) B N, N-
aumerundopmamune (3 ) pobasmsimm ruapun Hatpust (144 wmr, 3,60 mmomb, 60% B
munepanbHoM wmacyie) mpu 0 °C. Tlocne mepememmBanus npu 0°C B Teyenue 30 MUH B
BBILIEYKA3aHHYIO CMeCh N00aBIsuN 2-OpoMaTIi MeTuiioBbiit d¢up (332 mr, 2,41 mmons). Cmech
nepeMenInBaid Mpu KOMHATHOW Temriepatype B TeueHue 2 4. Cmech pa3BOAWIM BOJOH H
SKCTPAarupoBaiiu dTHiareraToM. OpraHudeckuidl Cjaod Cymuian Hajx Oe3BOAHBIM CyJb(paTom
HAaTpusi, (QWIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA IOCPEACTBOM
KOJIOHOYHOM (iaui-xpomarorpaduu ¢ 0-70% sTunanerara B neTposieiiHOM 3upe ¢ mosydeHuem
6-0pom-3-(2-MeToKCH3TOKCH)-2-MeTunupuanHa (AS6) (270 mr, 68%) B Buae rps3HO-Oenoro
macaa. MC m/z 246,0 [M+1]".

ITpomexyTouHoe coequHeHue AS7

2-OpoM-6-(2-METOKCUITOKCH )ITUPUINH
o N
—
-0 Er
B pactBop 2-merokcustanona (0,65 r, 8,54 mmorns) B N, N-gumerunpopmamuze (10 mi)
noGasnsimi ruxpun Hatpust (273 wr, 6,83 mmonb, 60% B MuHepanbHoMm Mmacie) mpu 0 °C.
PactBop cmecu nepememusamu npu 0°C B Teuenue 30 muH B armocepe azora. 2-Opom-6-

roprmpumua (1,00 r, 5,71 mmonb) nobasnsiiu mpu 0 °C. Cmech mepememivBany mpu
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KOMHATHOW Temreparype B TeueHHe 16 4. PeakMOHHYIO CMeCh racHUM CMECBhIO BOJA/Jeln |
sKcTparupoBanu stunaneratoM. OObenuHEHHblE OpPraHUYECKHE CJIOM IPOMBIBAIN COJEBBIM
pacTBOPOM, CYLIMIH Haj O€3BOAHBIM CyJb(paToM HATpHsl, (PUIBTPOBAIH U KOHLIEHTPUPOBAIU B
BakyyMe. OCTaTOK OYMIIANN IOCPEACTBOM KOJOHOYHOH (uam-xpomartorpapuu ¢ 0~30%
STUaleTaTa B TETPOJIeHHOM 3Qupe ¢ mnoiaydeHHeM 2-O0poM-6-(2-MeTOKCUITOKCH)ITUPHUINHA
(A56) (1,20 r, 91%) B Bune GecrperHoro macna. MC m/z 232,0 [M+1]*.

ITpomesxyTounoe coennHenne AS8

Tper-OyTun 3-[(6-OpoMmupuIuH-2-1i1)OKCH [TUPPOTHINH- 1 -KapOoKkcuIar

o N
oI
Bnc‘"N ‘

B pactBop Tper-OyTHu 3-ruapoxkcunuppoiauaus-1-kapobokcunara (1,30 r, 6,95 mmonb) B
N, N-mumerundopmamune (15 mn) pobasnsum ruppun Harpust (0,27 r, 6,75 mmons, 60% B
muHepanbHoM Macne) npu 0 °C. Ilocne mepememmBanus mpu 0°C B Tedenwe 30 MHMH B
BBILIEYKA3aHHYIO CMeCh a00aBnsi 2-6pom-6-droprmpunun (1,00 r, 5,71 mmons) npu 0 °C.
Cmech mepemelnnBaiy NMpU KOMHATHON TemIieparype B TedeHHe 16 4. PeakllMOHHYIO CMecCh
raciiid CMEChIO BOJa/Jen M 3KcTparupoBanu sTmianeratoM. OObenMHEHHBIE OpPraHHYECKUe
CJIOM TPOMBIBAIM BOJOW, CYIIWJIM Haj O€3BONHBIM Cyinb(aTroM HATpHs, (UIBTPOBAIH H
KOHLIEHTPUPOBAJIU TPHU MOHWKEHHOM JaBiieHuH. OCTaTOK OYHUINAIH MOCPEICTBOM KOJIOHOYHOM
¢dmm-xpomarorpagpuu ¢ 0~30% s>TUnanerata B NETPOJEHHOM 3(upe ¢ monyuyeHneM TpeT-OyTHI
3-[(6-OpommnupunuH-2-1n)OKCH Jnupponuant- 1-kapookcunara (AS57) (1,80 r, 92%) B Buze
6ecusernoro macna. MC m/z 343,1 [M+1]".

IIpomexyTouHoe coeauHeHue AS9

2-6pom-6-[(1-MeTHAUPPOTUINH-3-1JT)OKCH | TUPUIUH
o /N
=
_N Br

Oran 1: B cmecp Tper-Oytun  3-[(6-OpoMnupuanH-2-1i1)OKCH | TUPPOTHIUH- 1 -
kapOokcunara (A58) (500 wmr, 1,46 wmmonp) B npuxyopMmerane (3 wu1) moOaBisun
TpudropykcycHyro kucinory (3 mur). CMmech nepeMelnnBaid NMPH KOMHATHOW TeMIepaTrype B
TedeHue 16 4. CMech KOHIIEHTPUPOBAIH NPU MOHIKEHHOM JaBJIEHUH C TIOJy4eHHEM 2-0poM-6-
(uppomuanH-3-unokcu)nmupuarsa (280 Mr, HEOUMIIEHHBINH) B BUAE skentoro macia. MC m/z
243,1 [M+1]".

Oran 2: Cwmech 2-Opom-6-(nupponuanH-3-mnokcu)nmupuanaa (620 mr, 2,56 MMOIb),
dopmanpaeruna (384 mr, 3,71 mmons, 30% B Boae) u nuanodoprunpuna Hatpus (321 wmr, 5,10
MMOJIb) B TeTparuapodypane (10 M) nmepemermmmBany nNpu KOMHATHOW TEMIIEPATYpe B TEUEHHE
16 4. PeakumoHHYIO CMeCh TacCHJIM CMEChIO BOJAA/Jiel W SKCTPArnpOBAIA STUJIAIICTATOM.
OObennHEeHHBIE OPraHUYECKHUE CJIOW MPOMBIBAJIN BOAOH, CYLIMJIM Haa OE3BOAHBIM CyJb(paTom

HaTpusi, (PUIBTPOBAIM M KOHLEHTPUPOBAIU INPH MOHIKEHHOM aaBieHHH. OCTaTOK OYMINAIIH
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MOCPENCTBOM KOJIOHOUHOU (-xpomartorpaduu ¢ 0~80% sTunanerara B meTposieitHOM ddupe
¢ nonydeHneM 2-6pom-6-[(1-meTunnuppomuaus-3-un)okcu JnupuauHa (AS59) (360 mr, 54%) B
BHJIE CBETIO-kenToro macaa. MC m/z 257,0 [M+1]".

ITpomexyTouHoe coeauHeHue A60

6-xJ510p-2-(2-METOKCUATOKCH )ITUPUANH-3-aMUH

H.N
a
—D/_/ Cl

Oran 1. B pactBop 2-merokcwdtaHona (946 wr, 12,45 wmmomp) B N, N-
numetrmngopmamvune (10 myr) goGasnsum ruppun Hatpus (497 wmr, 12,43 mmonb, 60% B
munepansioM macie) npu 0 °C. Tlocne nepememmsanus npu 0°C B Teuenuwe 30 MUH B
BBILIEYKA3aHHYI0 CMECh KalUIMU 100aBIsUTH pacTBOp 2,6-nuxiop-3-autporupuauHa (2000 wr,
10,42 mmonb) B Terparuapodypane (10 mn) mpu 0 °C. CMmech nepemMeInnBany mpu KOMHATHOM
Temneparype B TeueHue 16 4. PeakIMOHHYI0 CMeCh raCHJIN CMECBhIO BOZA/JIE] M SKCTParupoBau
stunaneratoM. OObeIMHEHHbIE OPraHUYECKHUE CJIOM MPOMBIBAIN COJIEBBIM PACTBOPOM, CYLIHIIN
Hax 0e3BOAHBIM CysbhaTOM HATpHs, (PUIBTPOBAIM U KOHLEHTPHPOBaIU B Bakyyme. OcraTok
OUHWIAIA TOCPEACTBOM KOJIOHOYHOUW (umm-xpomarorpapuu ¢  0~50% sTunanerata B
NETPOJICHHOM 3(upe C MOJydeHHeM O-XJop-2-(2-METOKCUITOKCH)-3-HuTponupuauHa (655 wr,
27%) B Buze xkenroro macna. MC m/z 233,0 [M+1]".

Oran 2: B pactBop 6-xJ0p-2-(2-METOKCUITOKCH)-3-HUTponupuauHa (600 wmr, 2,59
MMOJIb) B MeTaHoie (6 mu) u Boje (2 mu) mobasnsmm Fe (432 wmr, 7,71 mMmonb) u xnopun
ammoHus (828 mr, 15,62 mmons). ITonyuensslii pactBop nepemermnanu npu 70°C B Teyenue 16
4. Cmech ¢unprTpoBamu. @uibTpaT pasBOAMIN, WUCIIONB3Ys STUJIALETAT, W MPOMbBIBAJIH BOIOM.
Oprannueckuii cjaoil cymwin Hax Oe3BOAHBIM CynbdaToM HaTpus, (QUIBTPOBAIN U
KOHLIEHTPUPOBAJIU MPU MOHWKEHHOM JaBjieHuu. OCTaTOK OYMINAIM MOCPEACTBOM KOJIOHOYHOM
¢mu-xpomarorpapuu ¢ 0~90% s>Tunanerata B neTpojIeiHOM dupe ¢ noyiydeHneM 6-xjop-2-
(2-merokcudTOKCH)UpUAnH-3-amuHa (A60) (500 mr, 95%) B BHOE KOPUYHEBOTO TBEPAOIO
semectsa. MC m/z 203,1 [M+1]".

ITpomexyrouHoe coenuHeHUEe A661

TpeT-OyTua (5-xy0p-2-(AudTOpMETOKCH ) TUPUANH-3-T)KapOamar

HN,Eh:c
FTD\@\
Nag)
Oran 1: B pacrtBop 3-amuno-5-xmopnupuans-2(1H)-ona (2,00 r, 13,89 mmons) B

20,78 ™MMOIB),

tpmetwiamud (4,20 1, 41,58 wmmons), 4-mumerunamuaonupunuH (0,17 r, 1,39 mmons).

2

nuxjopmerane (15 wu) pobGasmsin  gu(tper-Oytunm)kapOonar (4,53 r

ITony4enHslii pacTBOp NepeMelIMBaNIMd MPU KOMHATHOHN TemmepaTtype B TeueHue 2 4. Cmech

KOHLIEHTpUpOBAIM B BakyyMme. OCTaTOK OuMINANM TOCPEACTBOM KOJOHOYHOH  (hudm-
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xpomarorpadpuu ¢ 0~35% sTunanerara B nerponeiHoM 3¢dupe ¢ moiaydeHueM Tper-OyTui (5-
XJI0p-2-0kco- 1,2- murunponupunui-3-mwi)kapdamara (1,00 r, 29%) B Bume Oenoro TBEpIOTO
Bemectsa. MC m/z 245,1 [M+1]*. '"H SIMP (400 MI'u, IMCO-de) & 12,21 (c, 1H), 7,88 (c, 1H),
7,79 (n, J=2,8 'y, 1H), 7,26 (1, J=2,8 'y, 1H), 1,46 (c, OH).

Oran 2: B pactBop Tper-Oytuia (5-xiop-2-okco-1,2-nuruaponupuant-3-ui)kapbamara
(200 wmr, 0,82 wmmomp) B N, N-gumerundopmammae (4 wmu) pobaBmsm  2-xyop-2,2-
nudropykcycHyro kucnoty (128 mr, 0,98 mmonp) u xapOonar xamust (339 wmr, 2,46 Mmounb).
Cmecpr mnepememuBanu npu S50°C B TeueHue 16 4. PeakIMOHHYIHO CMeCh pPa3BOIUIH
STUJIALIETATOM U MPOMBIBAIA BOOH M COJIEBBIM pacTBOPOM. OpraHMYECKUil CJIOW CYLIMIIA HaJ
0e3BOAHBIM CyJb(paToM HaTpus, (UIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OcraTok
OUYHWIIANIA TOCPEACTBOM KOJIOHOYHOUM (um-xpomarorpapuu ¢ 0~20% sTunanerata B
nerpojieiiHoM s¢dupe ¢ mnonydeHueM Tper-OyTmin  (S-Xyop-2-(AupTOPMETOKCH ) TUPUAHH-3-
un)kapbamara (A61) (130 mr, 53%) B Buze 6ecusernoro macaa. MC m/z 295,1 [M+1]".

ITpomexyTouHoe coequHeHne A62

Tper-OyTun N-[6-xnop-2-(audropMeToKkcH)mUpuauH-3-1i|kapbamat

Boc
HN
07 3
F
¢l
CrnenoBanu mpouenype IJiss MPOMEXYTOYHOro coeanHeHust A61, onmucaHHOMN BbIlIE, C
nojydeHueM TpeT-0ytun N-[6-xmnop-2-(audTopmerokcn)nmupuant-3-mi|kapdamara (220 mr, 4%
3a 2 3Tamna) B BUAE JKEITOro Macia u3 3-aMMHO-6-xj0p-1H-mupuaun-2-ona (A62) (1,00 r, 6,92
Mmofb). MC m/z 295,0 [M+1]".

ITpomesxyTouHoe coenuHeHne A63

N-[5-6pom-3-(audTOpMETOKCH )TUpa3UH-2- Wil |alleTaMHT
O

>_

HHN
fu
F—<D \r‘ng
F Br
Oran 1. B cmecy 3,5-gubpommupasun-2-amuna (5,00 1, 19,92 mMMonb) U aHHCOBOTO
cinupta (2,70 T, 19,57 mmonp) B nuokcane (50 mur) moGammsimn TpeT-OyTokcua kamus (6,60 r,
58,92 mmonb). Cmecp nepememnBanu npu 100°C B Teuenne 1 4. Cmech pa3BonuiIMd BOAOH U
SKCTparupoBanu sTrnaneratoM. OpraHudeckuil CIoW Cymmian Haa Oe3BOAHBIM CyJb(haToM
HAaTpusi, (UIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIN IOCPEACTBOM
KOJIOHOUHOM (iaur-xpomarorpaduu ¢ 0-80% sTunanerara B neTposieiiHoM 3upe ¢ noay4eHuem
5-6pom-3-[(4-meTokcupenmn)merokcu|mupasun-2-amua (5,10 r, 83%) B BuAe xenaTOro
TBeproro Bemectsa. MC m/z 310,0 [M+1]*. 'H SIMP (400 MI'u, JIMCO-de) & 7,60 (c, 1H),
7,54-7,37 (M, 2H), 6,94 (1, J=8,8 'y, 2H), 6,51 (¢, 2H), 5,27 (¢, 2H), 3,75 (¢, 3H).
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Oran 2: Cmech 5-0pom-3-[(4-meTokcudenmn)merokcu |mupasus-2-amuna (5,10 r, 16,45
MMOJIb) B yKCycHOM aHruzapune (20 mi) nepememmsanu npu 100°C B Teuenue 1 u. Cmech
KOHLIEHTpUpOoBaIM B Bakyyme. OCTaTOK O4YMIMANIM TOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomatorpadun ¢ 0-80% sTunanerara B neTposeitHom s¢upe ¢ nmonydenueM N-[5-6pom-3-[(4-
MeTOKCU(EHIT)MeTOKCH |mupasuH-2-mi |Jaunetamuaa (2,70 1, 46%) B BuAe rps3HO-Oenoro
TBepaoro Bemectsa. MC m/z 352,2 [M+1]".

Oran 3: B pactBop N-[5-6pom-3-[(4-MeTokcudpeHn)MeToKCH |upasuH-2-uianeraMmuaa
(1,00 r, 2,85 Mmosb) B guxjiopMeTaHe (6 Mj) H00aBIsId TPUPTOPYKCYCHYIO KHCIOTY (4 Mi).
ITony4enHslii pacTBOp nepeMelMBald IPU KOMHATHOW TemmepaType B TeueHue 16 4. Cmech
KOHLIEHTPpUpPOBAIM B Bakyyme. OCTAaTOK O4YMINANK TOCPEACTBOM KOJOHOYHOH  (hiaim-
xpomatorpadun ¢ 0~90% sTunanerata B merpojeiiHoMm 3¢dupe ¢ nonydenueMm N-(5-Opom-3-
rugpokcunupasus-2-un)aneramuaa (0,60 r, 91%) B Bune Oenoro TBepnoro eumectsa. MC m/z
232,0 [M+1]".

Oran 4: Cmeck N-(5-Opom-3-runpokcurnupasus-2-mn)aneramuna (0,80 r, 3,46 mMmonb),
2-xyop-2,2-nuropykcycHoit kucnotsl (0,69 T, 5,36 mmonb) u kapbonara xamus (1,40 r, 10,14
mmodb) B N, N-numerundopmamuzne (5 mi) nepemermmsamu npu S0°C B teyenne 16 4. Cmech
pa3BOOWIIM BOAOH W BKCTparupoBaiu sTuianeratoM. OObenIWHEHHbIE OPTaHUYECKHE CIIOH
IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CYJIb(aToM HATpHs, QUIBTPOBAIHN U
KOHIIEHTpUpPOBAIM B BakyyMme. OCTaTOK O4YMINANM TOCPEACTBOM KOJOHOYHOH  (hudmm-
xpomatorpadun ¢ 0~60% sTunanerata B merpojieiiHoMm >¢dupe ¢ nonyuenuem N-[5-Opom-3-
(mudpTopmerokcu)nupazun-2-unlaneramuna (A63) (0,30 r, 30%) B Buzme Oenoro TBEpHOro
Bemectea. MC m/z 282,0 [M+1]*. '"H SIMP (400 MI', IMCO-de) & 10,44 (c, 1H), 8,53 (c, 1H),
7,64 (1, J=71,2T'u, 1H), 2,11 (c, 3H).

IIpomexyTouHoe coenuHeHue A64

2-xnop-7-(runpoxcumernin)-6,7-numermnupposno| 3,4-b Jnupunun-5-oxn

B cmecp 2-xmop-6,7-numerin-7H-niuppoino|3,4-bmupunun-5-ona (A42) (940 wmr, 4,80
MMoJb) U napadopmanbreruna (517 mr, 17,23 mmons) B N, N-gumerundopmamune (10 m)
nobasnsun ruapun Hatpus (288 wmr, 7,20 mmomb, 60% B MuHepampHOM Macie). Cmech
nepeMelIMBaIy PU KOMHATHOU Temneparype B TedeHue 30 MUH. Peakuuro racuiiy, UCHoJb3ys
cMechb BOAa/nen, W JKCTparupoBaiu sTmiaaneratoM. OObenMHEHHbIE OPTaHUYECKHE CIIOH
IPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CYJIb(aToM HATpHs, GUIBETPOBAIHN
KOHLIEHTPUPOBAIM B BakyyMe. OCTaTOK OuYMINANU IOCPENCTBOM oOOpameHHOH (uam-
xpomatorpadun ¢ 10% - 80% B aueronutpmie B Boxe 3a 30 MHH ¢ TOJy4eHUEM 2-XJIOp-7-
(rugpokcumeTn)-6,7-mumermnuppono| 3,4-b jmupunnn-5-ona (A64) (300 mr, 27%) B BUAe
6enoro Teepmoro Bemectsa. MC m/z 227,1 [M+1]". 'H AMP (400 MTI'y, IMCO-ds) 6 8,08 (x,
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J=8,0I'u, 1H), 7,59 (&, J=8,0 ', 1H), 4,90 (ym., 1H), 3,76 (¢, 2H), 2,93 (c, 3H), 1,34 (c, 3H).
IIpomexyTouHoe coequHeHne A65

6-6poM-N-(2-meTokcuaTui)-N-MeTuInupasul-2-aMuH

Cwmech 2,6-mubpommupasuna (1000 mr, 4,24 mmonb), (2-MEeTOKCHITHII)(METHII)aMHHA
(377 wr, 4,24 mmonb) u TpudTWwiamuHa (851 wr, 8,43 mmonb) B MmeraHoie (10 wu)
NepeMelinBaii PH KOMHATHOU Temrieparype B TedeHue 4 4. CMech KOHLIEHTPHPOBAIH B
Bakyyme. OCTaTOK O4YMINAIM MOCPEACTBOM KOJOHOUHOHN (udmi-xpomartorpadpuu ¢ 0~70%
STWIALleTaTa B METpoiedHOM »dupe ¢ mnomydeHueM 6-Opom-N-(2-merokcusTui)-N-
MeTunnupasun-2-amuna (A65) (250 mr, 24%) B Buze xenroro macaa. MC m/z 246,0 [M+1]".
[TpomexyTouHoe coequHeHnE A66

2-(azernauH-1-1)-6-OpoMnupuINH

CQ

Br

B pactBop 2-6pom-6-¢propriupunmna (1,00 r, 5,71 mmone) B N, N-numernnpopmamuze
(8 mum) mobasmsm azernauHa rugpoxiopun (0,63 r, 6,86 Mmonb) u kapOonat kamus (2,40 r,
17,39 mmonp). Cmecy nepememnBanu npu 80°C B Teuenne 3 4. CMech pa3BOAMIIN BOAOH H
sKcTparupoBanu stunaneratoM. OObenuHEHHblE OPraHUYeCKHE CJIOM IPOMBIBAIN COJEBBIM
pacTBOPOM, CYLIMIH Haj O€3BOAHBIM CyJb(haToOM HATpHs, (PUIBTPOBAIN U KOHLIEHTPUPOBAIU B
BakyyMme. OCTaTOK OYHIIAIM MOCPEACTBOM KOJOHOYHOW (um-xpomatorpadpuun ¢ 0~20%
STUNIALIETATa B METPOJICHHOM 3upe ¢ nonyueHueMm 2-(azeTuauH-1-mn)-6-6pommupununa (A66)
(0,87 1, 71%) B BHze Genoro Tepaoro semecrsa. MC m/z 213,0 [M+1]*. 'H SIMP (400 MTI',
JIMCO-de) 6 7,39 (nn, J=8,2, 7,6 I'n, 1H), 6,75 (an, J=7,6, 0,6 T'u, 1H), 6,30 (ax, J=8,2, 0,6 I'w,
1H), 4,04-3,80 (M, 4H), 2,35-2,27 (m, 2H).

IIpomexyTouHoe coequHeHue A67

Tper-OyTun 3-[(5-6pom-3-MeTrnnupasuH-2-1i1)aMUHO |TUPPOTUANH- 1 -kapOoKcHIaT
Boc— NC]\ N ""‘E/ Br

N~

H

Oran 1: B pactBop 2-6pom-3-mermnmupasuna (1,00 r, 5,81 mmons) B auokcane (10 m)
nobapysimun  Tper-Oytun  3-amuHONMUpponuauH-1-kapbokcunar (1,10 r, 5,91 wmmomb),
TpUC(IUOSH3MITHAEHAIICTOH ) TUTIAJIA U (0,53 T, 0,58 MMOJIB), (+)-2,2°-
ouc(nudpenundpochuno)-1,1’-6unadranen (0,36 r, 0,58 mmonp) u Tper-Oyrokcun Hatpus (1,10
r, 11,46 mmonp). Cmecy nepememuBanu npu 100°C B Teuenue 16 4. IlonyueHHyr cmech
KOHLEHTpUPOBAJIM B BakyyMe. OCTaToK O4YMINAAM TOCPENCTBOM KOJIOHOYHOW  (pyam-

xpomatorpadun ¢ 0-90% s>Tunanerata B neTposieiHOM 3¢gupe ¢ mosyueHuem Tper-Oytu 3-[(3-
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METHJITMPA3UH-2-1JT)aMUHO JmupposuanH- 1 -kapookcunara (0,60 1, 37%) B BUIe JKENTOro Macna.
MC m/z 279,0 [M+1]*. "H SIMP (400 MI', IMCO-dg) & 7,86 (n, J=2,8 ', 1H), 7,63 (n, J=2.8
I'n, 1H), 6,36 (n, J=6,0 I', 1H), 4,51-4,29 (m, 1H), 3,63-3,59 (m, 1H), 3,47-3,40 (M, 1H), 3,29-
3,25 (m, 1H), 3,17-3,13 (m, 1H), 2,31 (c, 3H), 2,15-2,11 (m, 1H), 2,01-1,78 (m, 1H), 1,40 u 1,39
(c, 9H).

Oran 2: B pactBop Tper-Oytun 3-[(3-mMeTmnnupasuH-2-1i1)aMHHO |TUPPOITUANH- 1 -
kapOokcunara (0,50 r, 1,80 mmosb) B nuxynopmerane (10 mu) kamsimu godasisi Br, (0,31 T,
1,97 mmons) mpu 0 °C. CMech nmepemMeInmMBaiy NpU KOMHATHON TeMIiepaType B TedeHue 16 4.
Cmech pa3BOAMIM BOAOW M 3KCTPArupoBau AUXJopMeTaHOM. OObeIMHEHHBbIE OPTaHUYECKUe
CJIOM TIPOMBIBAJIM COJIEBBIM DPAaCTBOPOM, CYLIWJIM Haa O€3BONHBIM CyJNb(haToM HaTpHs,
(UIbTPOBANIM M KOHLEHTPHPOBAIU B BakyyMme. OCTaTOK OUYMINAIHM MOCPEICTBOM KOJIOHOYHOM
¢dmu-xpomarorpaduu ¢ 0-70% sTrnanerara B NETPOJeHHOM 3upe ¢ moaydeHneM TpeT-OyTHi
3-[(5-Opom-3-MeTrnupasuH-2-1i1)aMuHO [muppoiuauH- 1 -kapookcnnara (A67) (0,42 r, 65%) B
BHJIE IpsA3HO-Oenoro Teepaoro Bemectsa. MC m/z 357,0 [M+1]". 'H ssMP (400 MI'y, IMCO-
ds) 6 8,02 (c, 1H), 6,61 (n, J=6,0 I'u, 1H), 4,48-4,26 (m, 1H), 3,61-3,57 (M, 1H), 3,49-3,40 (M,
1H), 3,29-3,27 (m, 1H), 3,20-3,16 (m, 1H), 2,31 (c, 3H), 2,14-2,11 (m, 1H), 1,92-1,90 (m, 1H),
1,40 u 1,39 (c, OSH).

IIpomexyTouHoe coennHeHUE A68

5-6pom-3-meTun-N-(1-MeTnanmupponuanH-3- i) nupa3ud-2-aMuH
M e
=
4
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Oran 1: B pacteop tper-Oytun 3-[(5-Opom-3-MeTunnupasus-2-1i1)aMIHO | TP POTUANH-
1-kapbokcunata (200 mr, 0,56 MMoinb) B nuxjopMmeraHe (3 mi) 100aBJsUTd TPUPTOPYKCYCHYIO
kucioty (2 mu). CMmech mepemMenIuBaiy Mpu KOMHATHOH TeMIiepatype B TedeHue Houn. Cmech
KOHLICHTPUPOBAJIM B BaKyyMe C TOJy4YeHueMm S-Opom-3-merni-N-(muppoauanH-3-wi)nupa3uH-
2-amuna (120 Mr, HeouunIeHHbI) B Buje kenroro macaa. MC m/z 257,0 [M+1]".

Oran 2: B pactBop 5-Opom-3-merun-N-(nmupponuans-3-wn)nupasus-2-amuHa (180 wr,
0,70 mmonb) B Metanone (5 wmur) pobGammsiu ¢dopmanbaerun (30% B Bome) (1 mu) w
uaHoOoprunpun Hatpus (88 wmr, 1,40 mmonp). CMmech mnepeMemnmuBajid MPH KOMHATHOM
TeMmnepatype B TedeHue 16 4. PeakuMOHHYK0 CMeChb TaCWUiad BOAOM W 3KCTPAarupoBallv
stunaneratoM. OObeIMHEHHbIE OPraHUYECKHUE CJIOM MPOMBIBAIA COJIEBBIM PACTBOPOM, CYLIHIIN
Hax 0e3BOAHBIM CyJbhaTOM HATpusi, (UIBTPOBATIH U KOHLEHTPUPOBAIM B Bakyyme. OcTaTok
OUHWIIAIA TIOCPENCTBOM KOJIOHOYHOU (ummi-xpomarorpaduun ¢ 0-80% sTunamerata B
NEeTPOICHHOM 3dupe ¢ nmonydeHueM S-6pom-3-metuii-N-( 1 -MeTHImup poauIuH-3- Uil )Tupa3uH-2-
amuHa (A68) (160 mr, 84%) B Bume cBeTJO-keITOro TBepmoro Bemecrsa. MC m/z 2712
[M+1]".

IIpomexyTouHoe coeanHeHue A69

Tper-OyTun 3-[(5-6pom-3-meTunnupasuH-2-1i)OKCH |IUppOTUANH- 1 -kapOokcuar
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B pactBop 5-Opom-3-mermnmupasun-2-oaa (500 mr, 2,65 mmons), Tpudennndochuna
(1041 wmr, 3,97 mmMonb) u TpeT-OyThI 3-TUAPOKCUIUPPOIHANH- 1-kapOokcunara (495 mr, 2,65
MMOJIb) B Terparuapodypane (5 mu) nobasmsiu gumsonpomnunazonudopmuar (802 wmr, 3,97
mmodb) ipu 0°C B atmocdepe azora. Cmech nepemernBanu npu 0°C B Teyenue 4 4. Cmechb
KOHLIGHTPUpPOBAIM B Bakyyme. OCTaTOK OYMIMAIA TOCPEACTBOM KOJOHOYHOW  (hidII-
xpomatorpaduu ¢ 0~50% sTtunanerara B nerposieiiHoM 3upe ¢ nmonydeHueM Tpetr-Oytun 3-[(5-
OpoMm-3-MeTHIIHpa3uH-2-1i1)OKCH |TUPPOTUAnH- 1 -kapOokcunara (A69) (450 mr, 47%) B BUzE
Gecusernoro macaa. MC m/z 358,1 [M+1]*. 'H SIMP (400 MI'u, IMCO-ds) 6 8,23 (c, 1H),
5,43-5,42(m, 1H), 3,64-3,56 (m, 1H), 3,51-3,37 (M, 3H), 2,35 (¢, 3H), 2,23-1,96 (m, 2H), 1,40 u
1,39 (¢, SH).

ITpomexytounoe coequHeHue A70

5-6pom-3-meTun-2-[(1-MeTHIHUpPONUANH-3-UIT)OKCH |TUPa3UH
~N Zt
M=
6\—7}7&

Oran 1: B pactBop Tper-Oytun 3-[(5-Opom-3-MeTunnupasus-2-ui)oKCH | TUPPOIUIUH- 1 -
kapookcmnara (500 mr, 1,39 mmoinb) B guxjopmerane (5 mut) nodaBisiin TPUGTOPYKCYCHYIO
kuciory (2 mu). CMech mepeMernnBajid NpU KOMHATHOH Temmeparype B TeueHue 2 4. Cmech
KOHLIEHTPUPOBAIU B BakyyMme. OCTAaTOK NOJIIENaYMBAIN HACHILIEHHBIM BOJHBIM PAacTBOPOM
OukapOoHaTa HaTpUs M HKCTPArupoBan aAuxyjopMmeraHoM. OObeaMHEHHbIE OPraHUYECKHUEe CIIOU
Cylmin Haj Oe3BOIHBIM CyJb(haTOM HATpusi, GUIBTPOBAIH M KOHLEHTPUPOBAIU B BaKyyMe C
noJiy4eHueM S-0pom-3-metu-2-(mupponuans-3-miokcu)nupasuia (300 Mr, HEOUMIICHHBIH) B
BHJIE CBETIO-kenToro macaa. MC m/z 258,0 [M+1]".

Oran 2: B pactBop 5-0pom-3-metun-2-(nupponunuH-3-miokcu)nupasuxa (200 mr, 0, 38
mMMmodtb), popmanbaeruaa (0,5 mu, 13,65 mmons, 30% B Boae) B MeTanose (2 mut) Ho0aBIsIIH
uaHoOoprunpua Hatpus (97 wr, 1,55 wmmons). CMmech mnepemMemnivBaid NPU KOMHATHOM
TeMnepatype B TedeHHe 2 4. PeakIMOHHYIO CMeCb TacUid BOAOW M 3KCTPArupoBaIU
stunaneratoM. OpraHUYecKuil CI0H CyImin Hag Oe3BOAHBIM CYJb(aTOM HATpus, PHIBTPOBAIN
U KOHLEHTPUPOBAIM TIPU TMOHWKEHHOM JaBieHHH. (OCTaToK OuYMINAINd TOCPEINCTBOM
KOJIOHOUHOU (m-xpomatorpadguu 0~50% sTunanerata B IUXJIOPMETaHE C IMOyYeHUEM 5S-
opom-3-metmin-2-[(1-metnnmupponuans-3-un)okcu Jnupasuna (A70) (85 mr, 27% 3a 2 sTana) B
suze becupernoro macna. MC m/z 272,0 [M+1]".

IIpomexyTounoe coenuHeHue A71

1-[3-[(5-6pom-3-MeTunnupasuH-2-11)OKCH |HTUPPONTUANH- 1 -1 |3TaHOH
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C\)/FN O\O K/r\'h/ar

B pactBop 5-6pom-3-meTun-2-(nupponuans-3-mnokcu)nupasusa (100 mr, 0,38 mmonb) u
tpudTHiaamuna (117 mr, 1,16 Mmonb) B auxmnopmerane (2 mi1) 100aBIsUTH YKCYCHBIH aHTHIPU
(59 wr, 0,58 mmonb). CMech mepemelnuBaiu MpPU KOMHATHOW TeMIepaTrype B TeYeHHe 2 4.
Cwmechb mpombiBaiy Bogod. OpraHudeckuil Cioi Cyummian Haa Oe3BOJHBIM Cyib(aToOM HaTpus,
(UIbTPOBAIM ¥ KOHLEHTPUPOBAIU B BakyyMme. OCTaTOK OUYMINAIHM MOCPEICTBOM KOJIOHOYHOM
dmm-xpomarorpaduu ¢ 0~20% meraHona B muxjopmerane ¢ nonydeHueMm 1-[3-[(5-Opom-3-
METHJIITHPA3UH-2-1J1)OKCH [TupposuauH- 1-mn preHona (A71) (58 wmr, 49%) B BHae keaToro
macaa. MC m/z 300,0 [M+1]".

IIpomexyTouHoe coenuHeHue A72

2-[(6-Opom-2-MeTHITHPUINH-3-1JT)aMHUHO |3TaHOJ
HO

HN\;BT

Oran 1: Cwmecp 6-Opom-2-mermnnupuans-3-amuaa (1,00 1, 535 wmmomb),
stundopomanerara (1,79 r, 10,71 mmonp) u kapbonara xamus (1,48 r, 10,69 mmonb) B N, N-
mumetmindopmamune (20 mn) nepemernBanu npu 80°C B Teuenne 16 4. PeakimoHHYIO cMecCh
pa3BOOWIIM BOAOH W BKCTparupoBaiu sTuianeratoM. OObeIUHEHHblE OpPraHUYECKHe CJIOU
CyuMiau Hajx Oe3BOAHBIM CyJnbhaToM HATpus, (QUIBTPOBAIM U KOHIEHTPUPOBAIH IIPH
NOHMKEHHOM AaBiieHHH. OCTaTOK OYUIIAN TIOCPEACTBOM KOJIOHOUHOH (iI-xpomarorpaduu ¢
0~70% sTunanerara B NETPOJICHHOM >dupe ¢ monydeHueM 3Tui 2-[(6-0poM-2-MeTuinupuanH-
3-un)amunoJauerara (1,45 r, 99%) B Buae cBeTNIO->kenToro Tepaoro Bemecrsa. MC m/z 2731
[M+1]*.

Oran 2: B cmech sTun 2-[(6-0pom-2-meTunnupuans-3-wi)amuHo |Jauerara (300 mr, 1,09
MMoJib), metanon (0,3 mu) B Terparuapodypane (9 mu) nobasmsiu Goprunpua sutusi (36 mr,
1,64 wmmonp). Cmech mnepemelnnMBajd TPU KOMHATHOH Temmeparype B TedeHne 16 4.
PeakunoHHYI0 CMeECh racHJIM BOAOH M 3KCTparupoBaiu sTmiareratoM. OpraHuyeckue CJIou
Cymmjii Hajx Oe3BOOHBIM CyJibhaToM HATpUs, (QIIBTPOBAIM W KOHIEHTPUPOBAIH TIPH
MOHIKEHHOM  JIaBJIEHUH C TonydeHueM 2-[(6-0poM-2-MeTHIUpUInH-3-1T1)aMIHO [3TaHOJIa
(A72) (180 mr, HeouMIIEeHHbIH) B BUae OecuseTHoro Maciaa. MC m/z 230,9 [M+1]".

IIpomexyTouHoe coeqnHeHue A73

2-[(6-6pom-2-meTunnupuauH-3-ui)aMuHo |-N, N-qumernianponaHaMuzg

Oran 1: 2-Opommnponanounopomun (5,00 r, 23,16 mMMonb) MenIeHHO NOOABISUIH B
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pactBop aumetmnamuHa (17 mit, 2 M B Terparunpodypane) B rerparunpodypane (40 m) mpu 0
°C. Cmech nepememmuanu nipu 0°C B Teuerue 30 muH. CMeCh KOHIEHTPUPOBAIN B BaKyyMe.
OcraTok pa3BoaMIN BOAOW M 3KCTparupoBanu sTuianeratoM. OObearHEHHbIE OpPraHUYECKHe
CJIOM TIPOMBIBAJIM COJIEBBIM DPAaCTBOPOM, CYLIMJINM Haja O€3BONHBIM CyJnb(haToM HaTpHs,
¢uipTpoBaIM M KOHLUEHTPHPOBAIM B  BakyymMe C mnonydeHueM 2-Opom-N, N-
mumeTHmponanamiaa (2,60 r, 62%) B Buge CBETIO-kenToro macaa. 'H SIMP (400 M,
JAMCO-dg) 6 5,02-4,99 (M, 1H), 2,86 (¢, 3H), 1,80-1,62 (m, 6H).

Oran 2: B pactBop 2-Opom-N, N-gumermnnponanamuzaa (0,50 r, 2,78 mmonb) u
kapOonara kanus(1,15 r, 8,33 mmounb) B N, N-numerunpopmamune (2 mi) nodasisiiu 6-6pom-2-
metrmupuanH-3-amuH (1,03 1, 5,55 mmons). [Tonyuennsiit pactBop nepemerunsainu mpu 100°C
B TeueHrne Houu. CMech pa3BONMIM BOJOW M 3KCTparupoBayiv sTwinaneratoM. OObennHeHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CYJb(arom
HAaTpusi, (QWIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OUHINAIH TOCPEICTBOM
KOJIoHOUHOU (hiir-xpomaTtorpaduu ¢ 0~50% sTunanerara B IUXJIOPMETAaHE C MOJyYeHUEM 2-
[(6-6pom-2-meTunmupunuH-3-mn)amMuHo|-N, N-numernnnponanamuna (A73) (0,10 r, 13%) B
BHIe kenToro macaa. MC m/z 286,0 [M+1]".

IIpomexyTouHoe coenuHeHue A74

6-6poM-N-(2-MeTOKCHUTTPONIII )-2-METHIITUPUANH-3-aMIH
—0

Oran 1: B pactBop 2-merokcunponanona (240 mr, 2,67 Mmonb) U TpusTHiIamuHa (541
mr, 5,34 Mmonb) B muxsopMmeraHe (3 mu) noOasnsuin MeTaHCyIbGoHMIXIOpUa (459 wmr, 4,01
mmonb) mpu O °C. Cmech nepememuBanu npu 0 °C B Teuenume 1 u. IlomyueHHyro cmech
npoMbiBaM Bomoi. OpraHudeckuil ciod cymmian Haj Oe3BOAHBIM Cyib(aToM HaTpus,
(GuIbTpOBaIM M KOHLEHTPUPOBAIUM B  BaKyyMe€ C TMOJYYEHUEM 2-METOKCHUIIPOIIHI
mertaHcynbhonara (370 mr, neounmennsii). 'H SIMP (400 MI'y, meranon-ds) & 4,26 (ax,
J=10,8, 3,4 I'u, 1H), 4,14 (an, J=10,8, 5,8 I'u, 1H), 3,69-3,62 (M, 1H), 3,41 (c, 3H), 3,10 (c, 3H),
1,20 (n, J=6,4 T'y, 3H).

Oran 2: B pactBop 6-Opom-2-merminupuaus-3-amuHa (500 mr, 2,67 mmonb) B N, N-
mumerwidopmamune (5 wmi) nobGasnmsimm runpun Hatpus (107 wr, 2,67 mmonb, 60% B
muHepaipHOM Mache). [locne nepememuBanus npu 0 °C B TeueHne 20 MUH B BBIIIEYKA3aHHYIO
cMech T00aBIISIIN 2-METOKCHITPOITIII MeTaHCy b oHaT (370 Mr, HeOUHIIeHHbIH ¢ 3Tana 1) npu 0
°C. Cmecp nepeMelnnBaid NpU KOMHATHOW Temreparype B TeueHue 10 u. Peakuuro racuiy,
UCTIONB3YsT BOAY, U SKCTPArupOBAJIH STHIIALIETATOM, OPTaHUYECKUN CJIOM MPOMBIBAIH COJIEBBIM
pacTBOpOM, 3aTeM CYIIWIM Haj Oe3BOAHBIM Cyjib(aroM HaTpus, (UIBTPOBAIM U
KOHLEHTpUpOBAIM B BakyyMe. OCTaTok O4YMINAAM IIOCPEICTBOM KOJIOHOYHOH  (hidmi-
xpomarorpadpuu ¢ 0-80% »sTunanerara B merposeiiHOM sdupe ¢ moiyueHueMm 6-0pom-N-(2-
METOKCUIIPOIN)-2-MeTHINUPpUANH-3-amuHa (A74) (120 mr,17%) B Bune xenroro macina. MC
m/z 259,3 [M+1]".
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IIpomexyTouHoe coequHenue A75

2-[(6-O6pom-2-meTunmupunuH-3-wi)aMmuHo |-N, N-qumMernnaneramua

/
—N

ohu@ﬁr
N

B cmech 6-Opom-2-merunmnupunui-3-amuna (500 mr, 2,69 MMoib) 1 kapOOHATa Kajiusl
(739 wr, 535 wmmomnb) B N, N-mumeruwndopmamunme (5 wmu) poGaBmsim 2-Opom-N, N-
numermnaneramun (888 wmr, 4,85 mmonb). Cmecy nepemerinBanu npu 80°C B Te4eHHE HOUU.
PeakunoHHYI0 CMeCh Pa3BONWIIM BOJOW W SKCTparvpoBainu sTianeratoM. OO0benTuHEHHBbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIWJIM Hall O€3BOAHBIM CyJb(arom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpagpuu ¢ 0~65% sTunaueratra B NEeTPOJeHHOM sdupe ¢
nojyueHuem 2-[(6-6pom-2-mermnnupunns-3-nin)amuHo-N, N-mumerunaueramuna (A75) (400
Mr, 54%) B BUJe CBETJIO-kKenToro Teepaoro semecrsa. MC m/z 272,0 [M+1]". 'H amPp (400
MI'u, IMCO-d¢) 6 7,21 (nn, J=8,4, 0,8 I'u, 1H), 6,83 (x, J=8,4 I'u, 1H), 3,94 (c, 2H), 3,02 (c,
3H), 2,87 (c, 3H), 2,30 (c, 3H).

IIpomexyTouHoe coequHeHue A76

6-0pom-N-[2-(ANMEeTHIIAMIHO )3 THII |-2-MEeTHIITA PUIUH-3-aMUH

/
—N

ets
HN\JBr

B pactBop 2-[(6-Opom-2-merunnupuans-3-un)amuno]-N, N-mumerunaueramuga (500
mr, 1,84 mmonb) B Terparunpodypane (10 mi) nobasmsuim Oopruapun Harpus (347 wmr, 9,19
MMOJIb) U 3¢upHbIi Komiuieke Tpudropuna 6opa (1303 mr, 9,19 mmoib). Cmech nepeMenmBaiu
NpU KOMHATHOW TEeMIIEpaType B TEYEHHE HOYHM. PEaKIMOHHYK) CMeChb TacHJIM BOAOH W
sKcTparupoBanu StunaneratoM. OObeIUHEHHbIE OPraHUYECKHE CJIOM TNPOMBIBAIH COJIEBBIM
pacTBOPOM, CYLIMJIM HaJ O€3BOAHBIM CyJb(paToM HATpHs, (UIBTPOBAIM U KOHLEHTPUPOBAIHU B
BakyyMe. OCTaTOK OYHMINAIH MOCPENCTBOM KOJIOHOYHOH (udm-xpomartorpaduu ¢ 0~100%
JTUNaleTaTa B mMeTpojieiiHOM s¢upe ¢ monydeHueM 6-0pom-N-[2-(muMeTninaMuHo )3 TU|-2-
MeTHIMHPUANH-3-amuHa (A76) (350 mr, 73%) B Buze rpsizHo-Oenoro TBepaoro Bemectsa. MC
m/z 258,2 [M+1]*. "H SIMP (400 MI't, IMCO-dg) & 7,22 (n, J=8,4 T';, 1H), 6,92 (1, J=8,4 Iy,
1H), 5,47 (1, J=5,8 T'y, 1H), 3,50-3,45 (M, 2H), 2,97-2,81 (m, 2H), 2,58 (¢, 6H), 2,26 (c, 3H).

IIpomexytouHoe coequHeHue A77

3-[(6-Opom-2-MeTHIUpUANH-3-HIT)OKCH | TUPPOIUINH-2-0H

Q
O
HMN = F\I
o,
Br
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Oran 1: B pactBop TpeT-OyTun 3-rugpoxcunupponuaut-1-kapookcunara (1,00 r, 5,34
MMOJIb), 4-puMermnamuHonupuanHa (0,06 r, 0,52 mmonp) u TpusTHnamusa (1,08 r, 10,68
MMOJIb) B auxjopmerane (10 mu) nobasmsmn n-toayoncyiabonmmxmaopun (1,12 r, 5,88 mmonn)
npu 0 °C. CMmech mepemelIMBajud TPU KOMHATHOM Temreparype B Teuenue 16 4. Cmech
Pa3BOAWIIM BOIOM M HKCTPArupoBaju AuxjopMmeraHoM. OObenuHEHHblE OpraHUYeCKHe CJIOU
npombiBaiu HCI (BoxH., 0,5 H.), cymmnu Haj Oe3BOOHBIM CyibdaToM HaTpus, GUIBTPOBAIH U
KOHLIEHTPUPOBAJIU B BaKyyMe c MOJIyYEHUEM TpeT-Oy T 3-[(4-
MeTHJIOEH30JICYIbQOHMIT)OKCH [upponuauH-1-kapobokennara (1,81 1, 99%) B  BHze
KOpU4YHEBOro TBepaoro semectsa. MC m/z 342,1 [M+1]".

Oran 2: B pactBop Tper-Oytun 3-[(4-mMeTundeH30CyIb(pOHMIT)OKCH |TUPPOTHINH- 1-
kapOokcmnara (1,30 r, 3,81 mmonb) u 6-6pom-2-merunnupuand-3-omaa (0,48 r, 2,53 mmods) B N,
N-mumerundopmamune (20 mu) mobGasmsuin kapbonat kamust (0,70 r, 5,08 mmonb). Cmech
nepememmmBaan npu 80°C B TeueHue Houn. CMech Pa3BOAUIN BOAOM M 3KCTPArUpPOBAIH
stunaneratoM. OObeIMHEHHbIE OPIraHUYECKHUE CJION MPOMBIBAINA COJIEBBIM PACTBOPOM, CYLIFIIN
Hay 0e3BOAHBIM CysbhaTOM HATpus, (PUIBTPOBAIM M KOHLEHTPHUPOBAIH B Bakyyme. OcraTok
OUHWIIAIA TOCPEACTBOM KOJIOHOUHOUW (um-xpomarorpapuu ¢  0~80% sTunamnerata B
NETPOICHHOM 3 Upe ¢ TOMyYSHHEM C TIoJydeHueM TpeT-0ytun 3-[(6-6pom-2-MeTunmupuauH-3-
WT)OKCcH |mupponuanH- 1 -kapookcunara (0,48 r, 35%) B Buge Genoro TBepmoro Bemectsa. MC
m/z 357,3 [M+1]*. "H SIMP (400 MI', IMCO-dg) & 7,42 (c, 2H), 5,07-5,03 (m, 1H), 3,55-3,39
(M, 4H), 2,29 (c, 3H), 2,10-1,99 (M, 2H), 1,41 u 1,39 (c, 9H).

Oran 3: B pacteop Tper-Oytua 3-[(6-0pom-2-MeTUInupuauH-3-1i)OKCH | TUPPOTUINH- 1 -
kapbokcunara (470 mr, 1,32 mmonb) B sTmauerare (5 mur) mobaBiisiiii pacTBop mepionara
Hatpus (1406 wmr, 6,58 mmonb) B Bome (15 mu) u ruapara xnopuaa pyrenus (III) (89 mr, 0,40
MMOJb). CMech mepeMelnBaiu Mpu KOMHATHOM TeMmIeparype B TedeHHe HO4YM. PeaklnoHHYIO
CMeCh NPOMBIBAIM BOAOH. OpraHuyYecKuil CJIOH CYLIMIM Haj Oe3BOAHBIM CYJIb(pATOM HATPHS,
(GUIbTPOBAIM ¥ KOHLEHTPUPOBAIU B Bakyyme. OCTAaTOK OUYMINAIU MOCPENCTBOM OOpaLIeHHO-
(ba3oBoil KoJOHOUHOM (um-xpomatorpaduu ¢ 30~80% aneroHuUTpHsia B BOIE C MOJyYEHHEM
Tper-OyTrn 3-[(6-OpoM-2-MeTUIMUPUINH-3-HJT)OKCH |-2-0OKCOMUppoiuanH- 1 -kapookcmnara (100
mr, 20%) B Bume xentoro Teepaoro semectsa. MC m/z 371,2 [M+1]". 'H amp (400 MTI'w,
JIMCO-dg) 6 7,56-7,30 (m, 2H), 5,26-5,22 (m, 1H), 3,85-3,69 (M, 1H), 3,57-3,50 (m, 1H), 2,62-
2,53 (m, 2H), 2,34 (c, 3H), 1,47 (c, 9H).

Oran  3: B pactBop Tper-Oytun  3-[(6-Opom-2-MeTHIMUPUAHNH-3-HIT)OKCH |-2-
okconupponuans- 1-kapbokcunara (100 mr, 0,27 mMonb) B auxiopmerane (3 mut) noOaBisiu
TpudropykcycHyro kuciory (2 mi). IlomydeHHBIH pacTBOp MepeMeIInBaId MPH KOMHATHON
Temneparype B TeueHne 2 4. CMech KOHIEHTPUPOBAIU B BaKyyMe ¢ nojiydeHueM 3-[(6-Opom-2-
METHJIITUPUIANH-3-1J1)OKCH [mupponuanH-2-oHa (A77) (80 Mr, HEOUHMINEHHBIH) B BUAE JKEITOTO
tBepaoro Bemectsa. MC m/z 271,0 [M+1]".

IIpomexyTouHoe coenuHeHue A78

6-xyop- 1H,2H,3H-4nam01a6-tupuno|2,3-b][ 1,4]tnazun-4,4-muon
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Oran 1: B pactBop 2,6-puxiop-3-wutporupuauHa (5,00 r, 2591 wmmonp) u
stiruornukoista (3,10 r, 25,91 mmons) B Terparunpodypane (50 mun) gactamu no0aBISUIIH
ruapun Harpus (0,93 r, 23,25 mmonb, 60% B MmuHepanbHoMm Macie) mpu O °C. Cwmech
nepeMelBaIi NpU KOMHATHON TeMmepatype B TeueHue 2 4. PeakMoOHHyI0 CMeCh pa3BOAUIIN
BOJIOW W S3KCTparupoBayid STwianeratoM. OObenUHEHHbIE OPraHHMYECKHe CJIOM MPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYLIMJIM Halx O€3BOIHBIM CyjbpaToM HaTpus, (QUIbTpOBAIN WU
KOHLIEHTPUPOBAaJIM B BakyyMe C IonyueHueM OTui  2-[(6-xyop-3-HUTpONMUpUINH-2-
un)cyab(anun]anerara (6,59 r, HeounIEeHHELIH) B Buje kenrtoro macaa. MC m/z 263,0 [M+1]".

Oran 2: B pactBop >N 2-[(6-X510p-3-HUTpONUPUANH-2-1)cy b anmi|aneraTa (6,59 T,
23,82 mmonb) U noporuka skenesza (3,99 r, 71,45 mmonb) B meranodae (20 mn) u Boxe (10 mu)
nobasmsimn xjopun ammonust (7,64 r, 14290 wmmonp). Cwmech HarpeBamm no 70°C wu
nepememuBaid B TeueHHe 16 u. TBepaple BemecTBa OTQUIBTPOBBIBANN. DHUIbTPAT
KOHLEHTpUpOBAIH B Bakyyme. OCTaTOK pa3BOAWIM STHJIALETATOM W TPOMBIBAIN BOJOM.
Opranndeckuii cioil cymuian Hajx Oe3BOAHBIM CylnbpaToM HaTpus, (uUIbTpoBaIM U
KOHLIEHTpUpOoBaTM B Bakyyme. OCTaTOK O4YMIMANN TIOCPEACTBOM KOJOHOYHOH  (parm-
xpomarorpadpuu ¢ 0-70% sTtunauerara B merpojeiHoM >dupe ¢ nmoimydeHueM 6-xuop-1H,3H-
nupuno[2,3-b][1,4]tuazun-2-ona (1,04 r, 20% 3a 2 3Tana) B BUAE KEJITOrO TBEPAOTO BEIECTBA.
MC m/z 201,0 [M+17]".

Oran 3: B pacteop 6-xnop-1H,3H-iupuno[2,3-b][1,4]tnasun-2-ona (0,78 r, 3,89 Mmmoub)
B auxyopmetane (7 mu) nobapisuim 3-xnopbensoiinyro kucioty (3,35 r, 19,44 mmoinb). Cmech
nepeMelIuBaiy NPy KOMHATHOM TeMiiepaType B TeueHHe Ho4uM. CMech KOHLIEHTPUPOBAIU B
Bakyyme. OCTarok OYHINATH TMOCPEACTBOM OOpalieHHO-(Pa30BOM KOJOHOUHOM  (diI-
xpomarorpadpuu ¢ 0-50% aneronutpuia B Bozme ¢ mnosyderueM O-xiyop-1H,3H-41amOna6-
nupuno[2,3-b][1,4]tnazun-2,4,4-tprona (290 mr, 29%) B BHIE KEITOTO TBEPIOTO BELIECTBA.
MC m/z 233,0 [M+1]".

Oran 4. B pacteop 6-xmnop-1H,3H-4nsambna6-mupuno[2,3-b][1,4]tnazun-2,4,4-Tpuona
(290 wmr, 1,25 mmonb) u 3¢gupHOro komruiekca tpudtopuna oopa (354 wmr, 2,49 mmonb) B
terparuapodypane (4 mi) nobasmsum Ooprumpun Hatpus (94,57 wmr, 2,5 mmonb). Cwmech
nepemMelBaId IPU KOMHATHON TeMIepaType B TedeHue 16 4. PeakimoHHy0 CMeCh Pa3BOAWIN
BOJIOW W 3KCTparupoBayiu STwianeratoM. OObennHEHHbIE OPraHMYECKHe CJIOM IMPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYILIMJIM Halx O€3BONHBIM CyibpaToM HaTpus, (QUIbTpoBAIN W
KOHLIEHTpUpoBaIM B Bakyyme. OCTaToK OYHMINAIH TOCPEACTBOM oOOpaieHHO-(pa30BoH
KOJIOHOUHOH (isur-xpomarorpaduu ¢ 0-40% aueTOHUTpHIIA B BOZAE C MOJIYYEHHEM O-XJIOp-
1H,2H,3H-4nam0na6-nupuno[2,3-b][1,4]tnasun-4,4-nnona  (A78) (230 wmr, 84%) B BHIE
’enToro Teepaoro semectsa. MC m/z 219,0 [M+1]". 'H amp (400 MI'u, IMCO-dg) 6 7,41 (n,
J=8,8 ', 1H), 7,38 (c, 1H), 7,31 (n, J=8,8 I'y, 1H), 3,72-3,70 (M, 2H), 3,58-3,47 (m, 2H).
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IIpomexyTouHoe coequHeHue A79

TpeT-OyTin 3-6pom-7-urano-6-propunaoi-1-kapOokcunar
Br

i/

N
Bod i
N

Oran 1: B nerasupoBanHblii pacTBop 7-0pom-6-¢rop-1H-unnona (700 mr, 3,27 Mmmonb) B
N, N-mumerundopmamune (8 wmi) nmobammsmu umanua nuHka (1152 wmr, 9,81 mmonb) u
terpakuc(tpudpennndochun) mamiaauii (0) (378 wmr, 0,32 mmoab) B atmocdepe asora.
ITonydennsiii pactBop mnepememuBanu npu 140 °C B Teuenue 4 u. TBepable BelnecTsa
oT¢puiIbTpOBbIBAI. DWIBTPAT Pa3BONWIM BOJOW M  OKCTPArMPOBAIM  3THUJIALIETATOM.
OObenrHEHHBIE OPTaHUYECKUE CIIOH MTPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIWIH Haa O€3BOAHBIM
cynab(aroM HaTpusi, (UIBTPOBAIM U KOHLEHTPHPOBAIM B BakyyMme. OCTaTOK O4YMIIAIH
MOCPENCTBOM KOJIOHOYHOH (piatn-xpomarorpaduu ¢ 0-20% sTunanerara B NETPOJICHHOM dpupe
¢ nonyuyeHneM O-¢rop-1H-unnon-7-kapborurpuna (470 mr, 89%) B Buae Oenoro TBEpIOro
semectsa. MC m/z 161,0 [M+1]".

Oran 2: B nepememBaemslii pactBop 0-¢rtop-1H-uanon-7-kapbonurpuna (470 mr, 2,93
MMoJIb) B TeTparunpodypane (5 mr) nobasisuiu N-OpomcykuHUMEL (522 Mr, 2,93 MMOJIB) TIpH
KOMHATHOMW Temriepatype. IlonydeHHy0 cMech nepeMeInnBaiy Mpu KOMHATHOW TeMIIEpaType B
TeueHne 2 4. CMmech pa3BOAWIM BOJOW M 3KCTparupoBanu sTianeratoM. OObennHEHHbIE
OpPTaHUYECKHE CJIOU TPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIM Han O€3BOAHBIM CyJb(paTom
HaTpusi, (UIBTPOBAJIM W KOHLEHTPHPOBAJIM B BaKyyMe C IHojiydeHuem 3-Opom-6-¢rop-1H-
uHo-7-kapoonuTtpuna (700 mr, HeouMIeHHbIH) B BUae Oenoro TBepaoro Bemecta. MC m/z
239,0 [M+1]".

Oran 3: B pacteop 3-6pom-6-¢pTop-1H-unnon-7-kapdborurpuna (700 mr, 2,93 Mmoib) B
nuxjaopmerane (10 mn) pobGasnsim  mu(tper-OyTtunm)kapObonat (958 wmr, 4,39 mmoub),
TproTIiamMue (889 wmr, 8,78 wmmonb), 4-guMmerwiamuHonupunuH (36 wmr, 0,29 mMoIb).
ITony4enHslil pacTBOp NepeMelInBaIu MPU KOMHATHON TeMmriepatype B TedeHHe 2 4. OcraTok
OUHWIIAIA TOCPEACTBOM KOJIOHOYHOUM (um-xpomarorpapuu ¢ 0~20% sTunanerata B
NneTpoNieiHoM  3dupe ¢  moiydeHueM  Tper-Oytun  3-Opom-7-1maHo-6-¢propunnon-1-
kapOokcmnara (A79) (800 mr, 80% 3a 2 3Tana) B BUAE CBETIIO-JKENTOrO TBepROro Bemectsa. MC
m/z 339,0 [M+1]*.

ITpomexytounoe coequHeHue A80

TpeT-0yTui 3-6poM-7-1raHo-6-MeTOKCHIHO- | -KapOOKCHIaT
Er

i /
N 0
“

Oran 1. B pactBop 2-Opom-1-mertokcu-3-uurpobensona (10,00 r, 43,09 mmonb) B

Bao
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terparuapodypane (100 mr) nobasmsuu Opom(dTenun)marauii (130 mut, 130,00 mmonb, 1 M B
terparuapodypane) npu -78°C B armocdepe azora. [loaydeHHbIN pacTBOp NMepeMeINBaIIH IIPH -
78 °C B TeueHue 3 4. Peakiuro 3aTeM racujiid HAaCBIIIEHHbIM BOAHBIM PacTBOPOM XJIOPUIA
aMMOHHSI U 3KCTparupoaiu sTunaneratoM. OObennHEeHHblE OPraHUYEeCKHE CJIOM IPOMBIBAIIH
COJIEBBIM pACTBOPOM, CYIIWJIM Hax O€3BOAHBIM Cynb(paToM HaTpus, (UIBTPOBAIN H
KOHLEHTpUpPOBAIM B BakyyMe. OCTaToKk O4YMINAIM IIOCPENCTBOM KOJIOHOUHOHN  (hiomi-
xpomatorpaduu ¢ 0~20% osTunanerara B meTposeHOM 3dupe ¢ monydeHuem 7-Opom-6-
merokcu- 1H-usmona (3,00 r, 31%) B Buzme sxenroro tBepmoro semecrsa. 'H SIMP (400 MI'w,
JIMCO-dg) 6 11,02 (c, 1H), 7,50 (m, J=8,0 T'u, 1H), 7,26 (n, J=4,0 T'u, 1H), 6,90 (x, J=8,0 I'w,
1H), 6,48 (nn, J=4,0, 2,0 I'u, 1H), 3,86 (¢, 3H).

Oran 2: B pactBop 7-Opom-6-merokcu-1H-unnona (3,00 r, 13,27 mmoins) B JIMD (15
mut) nobasisu nuaHun uuHKa (4,70 T, 39,81 Mmonb), Terpakuc(tpudenmndochun)nanaaguii
(0) (1,50 r, 1,33 mmonb) B atmochepe azora. [lonydennyro cmech nepemernusanu npu 140 °C B
TeueHne 4 4. Teepaple BemecTBa OTPMIBTPOBbIBANH. (PUIBTpPAT pPa3sBOAMIN BOAOH U
SKCTparnpoBanu sTwianeratoM. OpraHudeckuil ciod Ccymuian Hajx Oe3BOAHBIM CyJbhaToMm
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B BakyyMme. OCTaTOK OYHMINAIN IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~40% sTunauerata B NETPOJIEHHOM 3dupe C
nojyueHuem 6-merokcu- 1 H-unnon-7-kapborurpuna (1,80 r, 79%) B BHAe KenTOro TBEPAOro
Bemectsa. 'H SIMP (400 MI'y, AMCO-dg) & 11,69 (¢, 1H), 7,83 (1, J=8,0 T'e;, 1H), 7,33-7,30 (m,
1H), 6,94 (n, J=8,0 I'y, 1H), 6,53-6,51 (m, 1H), 3,93 (c, 3H).

Oran 3: B mepememmBaemblii pactBop 6-merokcu-1H-unnon-7-kapbonurpuna (1,80 r,
10,45 mmonb) B terparunpodypane (10 mi) nobasmsamum N-Opomcykumuaumun (1,90 r, 10,45
MMoJb). CMmech nepeMernnBajid NP KOMHATHOM Temreparype B TedeHHe 2 4. PeaklnoHHyIO
CMeCh Pa3BOIMIIM BOJOH M 3KCTparupoBanu stuiareratoM. OObeaHEHHbIE OPraHHYEeCKHe CIOU
IPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMIN Haj O€3BOIHBIM CyJb(aToOM HATpHs, GUIBTPOBAIU U
KOHLIEHTPUPOBAJIM B BaKyyMe C MojiydeHueMm 3-Opom-6-merokcu-1H-uHnomn-7-kapOboHurpuna
(2,00 r, HEOUHILEHHBIH) B BU/IE JKEITOTO TBEPIOTO BEIIECTBA.

Oran 4: B pactBop 3-Opom-6-merokcu-1H-unnon-7-kapbonurpuna (2,50 r, 9,95 mmonb)
B nuxjopmerane (10 wmu) npobasmsim  gu(tper-Oyrmm)kapbonar (3,30 r, 14,93 mmons),
tprsTIiamuH (3,00 1, 29,87 mmone) u 4-pumermnamuHonupuanH (0,12 r, 0,99 mmons). Cmech
nepeMeInuBaId NMPU KOMHATHOH Temmepatype B TeueHHe 2 4. CMech KOHLEHTPHPOBAJIH B
Bakyyme. OCTaTOK O4YMINAIM TMOCPEACTBOM KOJOHOUHOH (udmi-xpomartorpadpum ¢ 0~25%
JTUNALleTaTa B TMETPOJNIEWHOM »dupe ¢ MOoJIydeHHeM TpeT-OyTuin  3-Opom-7-1uaHo-6-
MeTOKCUUHOoI- 1-kapOokcunarta (A80) (0,88 r, 24% 3a 2 stama) B BHAe OeNoro TBEpAOro
Bemectsa. MC m/z 351,0 [M+1]*. '"H SIMP (400 MI't, IMCO-de) & 7,88 (¢, 1H), 7,75 (x, J=8.8
I'm, 1H), 7,31 (n, J=8,8 I'y, 1H), 3,99 (c, 3H), 1,62 (c, SH).

IIpomexyTounoe coennHeHue A81

2-(azeruguH-1-m)-6-OpomnupasuH
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B pactBop 2,6-nubpomnupasuna (1,00 r, 4,20 mmons) u tpmyTinamusa (0,82 r, 8,11
MMoJb) B MeTanose (10 mur) nobasmsuiu azeruaus (0,40 r, 6,94 mmosb). CMech nepeMerBaiu
IpU KOMHATHOM TeMmneparype B TedeHue 16 4. CMmech KOHLEHTpHpOBaiN B Bakyyme. OcTaTok
OYMINAJIH TOCPEACTBOM KOJOHOYHOH (um-xpomarorpapuu ¢ 0-55% sTunauerara B
neTpoJieitHoM 3¢dupe ¢ nonydeHnem 2-(azetuan- 1-mn)-6-opomnupasuna (A81) (0,64 r, 74%) B
BUJIE IpsaA3HO-0enoro Teepaoro semectsa. MC m/z 214,0 [M+1]".

ITpomexyrouHoe coequHeHne A82

5-6pom-3-3TUnnupa3uH-2-aMUuH
HoN
|

A
&
Br

B pactBop 3-3THnmupasuH-2-amuHa (400 wmr, 3,25 Mmonp) B guxjopmeraHe (2 mi)
nobasmsimn  N-OpomcykumauMun (578 wr, 3,25 wmonb). IlomyueHHBIH pacTBOp 3arem
nepeMelInBaiy pyu KOMHATHOHN TeMiiepatype B TeueHue 1,5 yaca. CMech KOHLIEHTPUPOBAIU B
BakyyMe. OcCTaTOK pa3BOAMIM BOXOM M 3KcTparupoBanu sTianeratoM. OObennHeHHbIE
OpPTaHUYECKHE CJIOM TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(aTrom
HaTpus, GUIBTPOBAIHM U KOHLIEHTPUPOBAIU B BAKyyMe C MOJNyuyeHHEeM S-0poM-3-3Tuinupasus-2-
amuHa (A82) (450 mr, 69%) B Buze kenTOro TBepaoro semectsa. MC m/z 202,0 [M+1]". 'H
SAMP (400 MI'u, AMCO-ds) & 7,89 (c, 1H), 6,44 (c, 2H), 2,57 (x, J=7,4 'y, 2H), 1,15 (1, J=7.4
I'u, 3H).

ITpomesxyTounoe coenuHerne A83

1-[(6-OpoM-2-MeTUITUPUIUH-3- 1T )aMHHO |-2-METHIIPOIaH-2-0J1
HO

H \ Br

b
i

B pactBop stun 2-[(6-Opom-2-merwnnupuaus-3-ui)amuno Janerata (300 wmr, 1,09
MMOJIb) B TeTparunpodypane nobasisuiu merunMaraus opomun (4,4 mi, 4,40 mmons, 1 M B
terparunpodypane) npu -78 °C . Cmech nepememnmsanu npu -78°C B TeueHue 6 1 B arMmochepe
a3ota. PeakIMOHHYI0 CMeCh TracHiM CMECBI0 BOJA/NeN W SKCTPArHpOBAIU 3THIIALIETATOM.
OObennHEHHBIE OPTaHUYECKUE CIIOH MTPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMIH Haj O€3BOAHBIM
cyiabarom HaTtpus, (UIBTPOBAIM W KOHLEHTPHPOBANM B Bakyyme. OCTaTOK O4YMINAIH
MOCPENCTBOM KOJIOHOUHOU (iii-xpomartorpaduu ¢ 0~70% sTunamerara B meTpojeitHOM ddupe
¢ mony4yeHneM 1-[(6-Opom-2-meTunnupuani-3-uin)aMuHo|-2-metunnponas-2-oia (A83) (80 wr,
28%) B BuzE xkenroro macna. MC m/z 259,0 [M+1]".

IIpomexyTouHoe coennHeHue A84

TpeT-OyTuin N-[2-[(6-Opom-2-MeTHunnupuaAnH-3-11)aMUHO [>T JkKapbamaT
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BocHM
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B pactBop 6-Opom-2-Merunnupuani-3-amuna (500 mr, 2,67 MMoib) u TpeT-OyTri N-(2-
okcoatmnm)kapbamata (511 wmr, 3,21 wmmonb) B auxjopmerane (5 wi1) goOaBisiu
Tpuauerobopruapua Hatpus (1133 wmr, 5,35 MMoib) u nepsHyo ykeycHyro kucioty (0,05 mu).
CMecr mepeMelIMBaiud TPU KOMHATHOH Temrepatype B TedeHue S5 4acoB. Cmech
KOHLIEHTPUPOBAIU B Bakyyme. OCTAaTOK PasBOAMIIM BONOH M SKCTPArHPOBAIH STUJIALIETATOM.
OObenMHEHHbBIE OPTAaHUYECKUE CJIOH MTPOMBIBAJIH COJIEBBIM PACTBOPOM, CYIIMJIH Haj O€3BOAHBIM
cyabdaroM HaTpusi, (UIBTPOBAIM W KOHLEHTPHPOBAIM B BakyyMe. OCTaTOK OYHINAIA
NOCPEACTBOM  OOpamieHHO-(ba30BOM  KOJOHO4YHOH  Qumin-xpomarorpagpuu ¢ 0~60%
alleTOHUTPWJIA B BOAE C TmojydeHueM TpeT-Oytuin  N-[2-[(6-Opom-2-MeTmmupuans-3-
ui)amuHo [>T |kapoamara (A84) (150 mr, 17%) B Buze xenroro macaa. MC m/z 330,1 [M+1]".

IIpomexyTouHoe coequHeHne A8S

6-6pomM-N-(1-MeTokcunponan-2-ui)-2-MeTHIMUPUINH-3-aMUH

B pactBop 6-Opom-2-merunmupunuH-3-amuHa (500 mr, 2,67 mmonb) B quxiopataHe (5
MIT) 1O0aBIIANM JIEASIHYO YKCycHY0 kucnoty (0,5 mu), 1-merokcu-2-nponasnoH (2,35 r, 26,73
MMOJIb) IIpU KOMHATHOH Temnepatype. Cmech nepemernnanu rnpu 80°C B Teuenue 4 4. 3ateM B
BBILIEYKA3aHHYI0 CMechb nolaBisuiu  Tpuanerodboprunpun Hatpus (1,13 r, 5,34 wmmonb).
ITonyuennsiii pacrBop nepememnsanu npu 80°C B TedueHue 4 4. PeakllMOHHYIO CMeCh 3aTeM
raciJIi BOAOH M SKCTparupoBaiu AuxJopMeTaHoM. OObenIMHEHHbIE OpraHUYeCKUe CIIOU
MPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIWJIM Haa O€3BOAHBIM CyJb(paToM HAaTpHst, GUIBTPOBAIH U
KOHLIGHTPUPOBAIM B Bakyyme. OCTAaTOK O4YMINANKM TOCPEACTBOM KOJOHOYHOH  (hiaim-
xpomartorpadun ¢ 0~50% »sTunanerata B merpojieliHoMm 3dupe ¢ monydernem 6-6pom-N-(1-
METOKCUTIPOTaH-2-1i)-2-MeTmnupuans-3-amuaa (115 mr, 17%) B Buae KOPUYHEBOTO Macia.
MC m/z 259,0 [M+1]".

ITpomexyrouHoe coequHeHue A86

Tper-OyTun 3-[(5-OpoMnupasuH-2-1in)oKCH |TUPPOITHANH- 1 -kapOoKcuIaT

Boc.y

B pactBop Tper-OyTHn 3-ruapokcunupponuant-1-kapookcunara (472 mr, 2,52 MMOJIb) B
N, N-mumerundopmamune (4 mu) nobasnsnm ruapua Hatpus (168 wmr, 4,20 mmonb, 60% B
MuHepasipHOM Macine). [Tocne nepemernnBaHus Py KOMHATHOH Temreparype B TeueHue 30 MUH
B BBILIEYKA3aHHYIO cMech no0aBsuu 2,5-auOpomnupasud (500 wmr, 2,10 mmomnp). Cmech

nepeMelInBald MpU KOMHATHOW TeMmmeparype B TedeHue 3 4. Cmech pa3BOAWIM BOJOH H
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sKcTparupoBanu stunaneratoM. OObenUHEHHbIE OPraHUYEeCKHE CJIOM IPOMBIBAIN COJEBBIM
pacTBOPOM, CYILIMIIH Haj O€3BOAHBIM CyJb(paToM HaTpHsl, GUIBTPOBAIH U KOHLEHTPUPOBAIU B
Bakyyme. Ocrarok oummanu nocpencrsoM 0~25% sTunaunerara B NeTPOJEHHOM sdupe C
nojydeHuem TpeT-Oytun 3-[(5-Opomnupasus-2-un)okcu |nuppoiauaus-1-kapookcunara (A86)
(370 mr, 51%) B BUne cBeTno-kentoro macna. MC m/z 344,1 [M+1]". 'H SIMP (400 MTI'L,
JAMCO-dg) 6 8,43 (m, J=1,2 I'u, 1H), 8,19 (n, J=1,2 I', 1H), 5,46-5,42 (M, 1H), 3,63-3,56 (m,
1H), 3,48-3,42 (m, 2H), 3,37-3,29 (m, 1H), 2,22-2,06 (m, 2H), 1,40 u 1,49 (c, 9H).

IIpomexytouHoe coequHeHue A87

TpeT-OyThi (1R,2S,4S)-2-((5-0pom-3-MeTuinupasuH-2-uii)OKCH)-7-

a3zabuimkio[2.2. 1 rentas-7-kapOokcunar
Boc

B
&

Er

Oran 1: B pacteop Tper-Oytun (1R,4S)-2-okco-7-a3abunmkno[2.2.1]renran-7-
kapOokcmnara (300 mr, 1,42 mmonb) B MeTaroue (3 mi) nobassiinn Ooprunpun Hatpus (107 wmr,
2,84 mmonp). CMmech nepeMelnuBaid NMpH KOMHATHOH Temmeparype B TeueHne 2 4. Cmech
raciid BOAOH W JKCTparupoBaiu auxjopMeTaHoM. OObenUHEHHbIE OPraHHMYECKHE CIIOH
IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMJIM Haja O€3BOAHBIM CyJb(paToM HAaTpHs, GUIBTPOBAIHN U
KOHLIEHTpUpOBAIX B BakyyMme. OCTaTOK O4YMINANM TOCPEACTBOM KOJOHOYHOW  (uidIi-
xpomarorpadpuu ¢ 0~100% sTunauerara B METPOJEHHOM 3(pHpE C MOJyYSHHEM TPeT-OyTHI
(1R,4S)-2-okco-7-a3abunmkio[2.2. 1 rentan-7-kapbokcunara (330 mr, 94%) B Buae KeITOro
macima. MC m/z 241,1 [M+1]".

Oran 2. B mepemeurnBaemblii pacTBop S-Opom-3-mermnnupasus-2-oma (220 wr, 1,16
MMoJtb), TpeT-OyTua (1R,2S,4S)-2-runpokcu-7-a3abunuukio[2.2.1]renran-7-kapookcunara (248
mr, 1,16 mmonb) u tpudenundpochuna (457 mr, 1,74 mmons) B Terparuapodypane (3 i)
nobasisin auuzonponmiazogudopmuar (353 mr, 1,74 MMosb) npu KOMHATHOH TeMIepaType B
armocdepe azora. Cmecp mepeMemMBail MPpH KOMHATHOW TeMIlepaType B TedeHHe 16 4.
PeakunoHHYI0O CMeCh TacWiId BOJOM M OKCTparmpoBanu sTwianeratoM. OObennHEHHBIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(parom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPHUPOBAIH B Bakyyme. OCTaTOK OYHMINAIN TOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~50% sTunauerara B NETPOJIEHHOM 3dupe C
MOJIy4YEeHUEM TpeT-OyTmi (1R,2S,4S)-2-((5-0pom-3-MeTunnupas3us-2-uiI)oKCH)-7-
azabunmkio[2.2.1]renran-7-kapookcumnara (A87) (120 mr, 24%) B Buze xenroro macia. MC
m/z 384,1, 386,1 [M+1]*. 'H SIMP (400 MI'n, meranon-ds) & 8,11 (¢, 1H), 5,06-4,95 (m, 1H),
4,47-4,37 (m, 1H), 4,34-4,32 (m, 1H), 2,40 (c, 3H), 2,12-2,03 (M, 1H), 1,96-1,67 (M, 3H), 1,59-
1,21 (m, 11H).
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[IpomexyTounsie coequHeHuss A88 u A89
TpeT-OyThI 6-((5-6pom-3-mermnnupa3uH-2-1mi)okcH)-3-a3adunukio[3.1.0rekcan-3-
kapbokcHuIatr u TpeT-OyThi 6-((5-xy10p-6-MeTHUNIHPA3UH-2-UIT)OKCH )-3-

azabuimkiio[ 3. 1.0]rekcan-3-kapOokcunar

Boc Bac
v
o O
DS
SERSe

|

Br

Oran 1: B mepememmBaeMyro cmech S-Opom-3-mermnupasus-2-amusaa (500 mr, 2,66
MMOJIb), xjopuna menu (395 wr, 3,99 mmonb) u xjopuga meau (536 mr, 3,99 mmonb) B
arieroruTpuie (5 M) karsiMu go6asisuin Tper-Oytun Hutpur (630 mr, 6,12 Mmons) npu -10°C
B armocdepe aszora. Cmech HarpeBamm a0 605°C B TedeHue 16 4 ¢ TepeMeIlIMBaHUEM.
PeakunoHHYI0 CcMech KOHLIEHTpUpPOBaIM B BakyyMme. OCTaToOK OYHMINAIM TOCPEICTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~70% sTunauerara B NETPOJIEHHOM 3dupe C
nojiyaeHueM S-0pom-2-xyop-3-merunnupasuna (220 mr, 40%) B Buae sxenroro macia. MC m/z
206.9 [M+1]*. 'H SIMP (400 MI'ny, metuncynshokena-ds) 8 8,58 (¢, 1H), 2,58 (¢, 3H).

Oran 2: Cmech 5-Opom-2-xyop-3-merunnupasusra (200 mr, 0,96 Mmone), TpeT-OyThi 6-
ruapokcu-3-azadurmkio|3.1.0]rekcan-3-kapookcunara (192 mr, 0,96 mmonb) u gropuna 1e3us
(440 wr, 2,89 mmonb ) B MeTHiICYIb(OKcuae (2 min) nepemernnsanu npu 100°C B Teuenue 16 4 B
arMocdepe azora. PeakMOHHYIO cMech pa3BOAWIM BOAOH M SKCTPArMpOBANU 3TUJIALIETATOM.
OObenHeHHbIe OPraHUYeCKHe CIIOH MPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIN HaJ O€3BOAHBIM
cynbparoM HaTtpus, (UIBTPOBAJM W KOHLEHTPHPOBAIM B Bakyyme. OCTaTOK OuYMINAIH
MOCPEICTBOM KOJIOHOYHOM (pudtn-xpomarorpadun ¢ 0~60% 3Tuinanerara B neTposieitHoM sdupe
c MOy YeHHEM cMecH TpeT-OyTrn 6-((5-0pom-3-MeTHIUpa3HH-2-UT)OKCH)-3-
azabunmkio[3.1.0]rekcan-3-kapbokcunata (A88) u Tper-Oytun 6-((5-xnop-6-mMeTunnupasus-2-
min)okcn)-3-a3adurmkino[3.1.0]rekcan-3-kapookcunara (A89) (85 wmr, 14%) B BHUzme KeaTOro
macna. Ilpomexyrounoe coenunenue A87: MC m/z 370,1 [M+1]*, IIpomexyTouHoe
coenunenne A88: MC m/z 326,1 [M+1]*

ITpomexytounoe coequHeHne A90

TpeT-OyTuan 3-((5-6pom-3-(audTopMeTOKCH)TUPA3HH-2- 1T )aMHUHO ) TUPPOTUINH- 1 -

KapOoOKcHIaT
Ew:u:l
N
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Oran 1: B pacteop 2,5-mmOpomnmpasuna (6,00 r, 25,22 mmonp) u Tper-Oytun 3-
aMUHONMPpONIUANH- 1 -kapbokcunata (5,20 r, 27,76 mmonb) B 1-meTun-2-nupponuguHoHe (30
mia) pobaBmsum N, N-gumsonpormwmtwiamuH (9,80 1, 75,67 wmmonb). Cwmech 3arem
nepememBaaun npu 150°C B Teuenune 2 4. CMech pa3BOAMJIM BOJAOM M 3KCTPArupoOBaIU
sTrnaneratoM. OObeANHEHHbIE OPTaHUYECKUE CIIOM MPOMBIBAIH COJEBBIM PACTBOPOM, CYLIFIIH
Haj Oe3BOAHBIM Cyib(aToM HATpusi, (PUIBTPOBAIM M KOHIEHTPUPOBAIH B BakyyMe. OcraTok
OYMIIAIN TOCPEACTBOM KOJOHOUHOW (umiu-xpomarorpapuu ¢ 0~50% sTunanerara B
NETPOJICHHOM >dupe ¢ moaydeHuemM Tper-oytun 3-((5-OpomMnupasuH-2-1i)aMHHO ) THPPOJIUANH-
1-kap6oxkcunara (3,50 r, 40%) B Bume skentoro TBepmoro BemectBa. MC m/z 343,1, 345,1
[M+1]*.

Oran 2: B pactBop Tper-Oytun 3-[(5-OpomMmupaszuH-2-1i)aMUHO [TUPPOTHINH-1-
kapOokcmnara (3,50 r, 10,20 mmonb) B aneronutpuie (30 mi) nodapnsim N-OpOMCYKIHHUMUL
(2,20 1, 12,25 mmonb). CMmech mepeMemuBaId NpU KOMHATHOH TeMmepaTrype B TeueHue 2 .
Cwmech pa3BoaWIIH BOOH U SKCTparupoBajy sTmianeratoM. OObeIMHEHHbIE OPTraHUYECKHE CIIOH
MPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CYJIb(aToM HATPHs, GUIBETPOBAIHN
KOHLIEHTPpUpOBAIM B BakyyMme. OCTaTOK OUYMINANM TOCPENCTBOM KOJOHOYHOH  (hiamm-
xpomarorpadpuu ¢ 0~60% sTunanerara B MeTpoNeHHOM >Qupe C MoMydeHueM TpeT-OyTui 3-
((3,5-nubpommupasuH-2-min)aMuHO )upponuans- 1 -kapookcunara (3,50 r, 81%) B BUme KenToro
macna. MC m/z 421,0, 423,0 [M+1]*. "H SIMP (400 MI'ny, meruncymnbdokcua-dg) & 8,26 (c, 1H),
6,96 (m, J=6,4 T'n, 1H), 4,48-4,27 (m, 1H), 3,60-3,55 (m, 1H), 3,51-3,40 (M, 1H), 3,31-3,16 (M,
2H), 2,13-1,96 (M, 2H), 1,40 u 1,39 (¢, 9H).

Oran 3: B pactBop Ttper-Oytun 3-[(3,5-aubpomMmnupazuH-2-1i1)aMUHO |TUPPOITUANH- 1 -
kapbokcunara (1,50 r, 3,55 mmonb) B Boge (45 mu) nobasmnsuu rugpokcun kanus (1,00 v, 17,80
mmodb). Cmech nepememuBanu npu 100°C B TeueHue 16 u. PeakuMOHHYIO CMeCh OYMINAIIH
HaINpsIMyI0 TIOCPENCTBOM OOpaieHHO-(a30Boil KOJNOHOYHOH (umiu-xpomarorpadpuu ¢ 5~70%
AlleTOHUTPUJIA B BOZAE C MOJydeHueM O-Opom-3-(mupponuans-3-uiaMuHo)nupasuH-2-ona (0,80
r, 87%) B BUE PO30BOro TBepAOro semectsa. MC m/z 259,1, 261,1 [M+1]".

Oran 4. B pactBop 6-Opom-3-(nupponuauH-3-mnamuHo)nupasus-2-oma (1,00 r, 3,86
mMMmoJb) 1 TpusTIiiaMuH (1,20 T, 11,58 mmonb) B muxnopmerane (10 mur) nobasmsmu au(Tper-
OyTmm)kapbonat (2,50 r, 11,58 mmonb). CMech nepeMernnBain Npyu KOMHATHOH TeMITEpaType B
teueHne 2 4. CMech KOHIEHTpUpPOBaIM B Bakyyme. OCTaTOK OYHMINAIN TOCPENCTBOM
KOJIoHOUHOU (hydii-xpomarorpaduu ¢ 0~20% MeTaHOJa B TUXJIOPMETaHe C TOJyYeHHEM TPET-
Ooytun  3-((5-O6poM-3-TuapOKCUNUPA3HH-2- 1T )aMUHO)TUPPOIUAnH- 1-kapOokcunara (0,70
50%) B Bune kopuaHeBoro maciaa. MC m/z 3591, 361,1 [M+1]".

Oran 5: B pacTBop Tper-OyTrn 3-[(5-Opom-3-runpokcunupasus-2-

2

WIT)aMHHO |mupponuaus- 1-kapookcnnara (900 mr, 2,51 mmons) B N, N-aumerundopmamune (9
MT) modaBisiH 2-Xj0p-2,2-nudropykcycHyro kucioty (507 mr, 3,88 MMoub) u kapOOHAT Kajws
(1039 wr, 7,52 mmonp). Cmech nepememuBanu npu S0°C B tedueHue 16 4. Cmech pa3BoauiH
BOJIOM W 3KCTparupoBanu sTuianeratoM. OObennHEHHbIE OPraHUYECKHe CJIOM IPOMBIBAIIH

COJIEBBIM pACTBOPOM, CYLIMJIM HaJx O€3BOMHBIM CyiabpaToM HaTpus, (QUIBTpoOBaIN WU
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KOHLEHTpUpoBaIM B Bakyyme. OCTaTOK O4YMINANN TOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomatorpadun ¢ 0~60% sTunanerara B nerposieiHoM 3upe ¢ nmonydeHueM Tper-oytun 3-((5-
OpoMm-3-(nupTOPMETOKCH )TUPA3UH-2- UIT)aMHHO )TUPPOIUInH- 1 -kapOokcunara (A90) (284 wr,
28%) B Bume xkenroro macma. MC m/z 4089, 4109 [M+1]%. 'H SAMP (400 MIw,
metmicynbhokeun-de) 6 8,02 (¢, 1H), 7,62 (1, J=71,4 I'n, 1H), 7,32 (&, J=6,4 T'u, 1H), 4,44-4,34
(M, 1H), 3,65-3,50 (M, 1H), 3,45-3,39 (M, 1H), 3,29-3,06 (M, 2H), 2,20-1,83 (M, 2H), 1,40 u 1,39
(c, SH).
IIpomexyrouHoe coenuHeHue A91

Tper-OyTui N-[1-(5-0pom-3-MeTnnnupasus-2-uin)nuppoauanH-3-ui|kapdbamar
N =
o ™
Boc” \C/N NN

Oran 1: B pactBop 2-xmop-3-merunnupasuna (1,0 r, 7,78 MMonb) B MeTHICYIbGOKCH IS
(10 ™) nobGasnsimu TpeT-OyTun N-(mupponunus-3-un)kapdbamar (1,7 1, 9,33 mmons) u N, N-
mumsonpormmdTHiaamue - (3,0 1, 23,34 Mmonb) Tpu  KOMHAaTHOW Temmeparype. (Cmech
nepememnBand npu 100°C B Tedyenune 2 4. Cmech oxyaxkaaaud U pasBoguwiu Bojpoi. Cmech
sKcTparupoBanu stuinaneratoM. OObenUHEHHbIE OPraHUYECKHE CJIOM IPOMBIBAIH COJEBBIM
pacTBOPOM, CYLIMIHN Haj O€3BOAHBIM CyJb(paToM HATpHs, GUIBTPOBAIM U KOHLEHTPUPOBAIHU B
Bakyyme. OCTaTOK O4YMINAIM MOCPEACTBOM KOJOHOUHOHN (udm-xpomartorpadpum ¢ 0~50%
JTUaLleTaTa B METPOJeHHOM ddupe ¢ mnonaydeHuem Tper-OyTtun N-[1-(3-merunmnupasus-2-
wn)nupposuaus-3-un|kapbamara (1,2 r, 57%) B Buze xenroro macna. MC m/z 279,1 [M+1]".

Oran 2. B pactBop Ttper-Oyrun  N-[1-(3-meTunnupasus-2-uia)nuppoauanH-3-
wi|kapOamara (600 mr, 2,16 Mmonb) B aneronurpuiie (6 M) nobasnsian N-OpOMCYKLIMHUMUI
(460 wmr, 2,59 mmonb). Cmech mepeMemmBaid MPU KOMHATHON TeMIlepaTtype B TeYeHHe 2 .
CMmech KOHLEHTPHpPOBaU B Bakyyme. OCTaTOK OUMINAIN MOCPEACTBOM KOJOHOYHOH (huiaim-
xpomarorpaduu ¢ 0~60% sTunanerata B neTpoieitHOM 3¢dupe ¢ noaydenuem tper-Ooytun N-[1-
(5-6pom-3  mMeTmUpasuH-2-win)nuppouans-3-wi|kapdbamara (A91) (519 wmr, 66%) B BHUIE
xentoro macma. MC m/z 357,1, 359,1 [M+1]". '"H SIMP (400 MTI'n, meruncynbdokcua-dg) &
8,02 (¢, 1H), 7,15 (m, J=6,4 T'u, 1H), 4,07-4,04 (M, 1H), 3,73-3,59 (M, 2H), 3,56-3,51 (m, 1H),
3,39-3,33 (m, 1H), 2,53 (¢, 3H), 2,09-2,01 (m, 1H), 1,87-1,79 (m, 1H), 1,39 (c, 9H).

ITpomexyTouHoe coequHeHue A92

5-6pom-N-(1,3-1UMeTOKCUIIPOTIaH-2-11)-3-MEeTHIITUPA3HH-2-aMUH

Br

Oran 1: Cmecp 2-xnop-3-metmnnupasus (500 mr, 3,89 Mmonb), TpeT-OyTOKCHI HATPHS

(747 wr, 7,77 mmonb) u 1,3-numerokcunponan-2-amuna (510 mr, 4,28 Mmodb) B Toayoste (5 mi)
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nepememnanu npu 100°C B TeueHue 16 4. Cmech pa3BOAWIM 3TUJIALIETATOM U MPOMBIBAIU
COJIeBbIM pacTBOpoM. OpraHudeckuil CjIoH Cymmau Haa Oe3BOAHBIM CyJb(paToM HATpHs,
¢uIbTPOBANIM M KOHLEHTPHPOBAIU B BakyyMme. OCTAaTOK OUYMINAIHM MOCPENCTBOM KOJOHOYHOM
¢mm-xpomarorpadguu ¢ 0~100% stunanerara B nerposieiHoM 3¢upe ¢ nonydeHuem N-(1,3-
OUMETOKCUIIPOTIaH-2-1)-3-MeTuinupasul-2-amuHa (530 mr, 65%) B BuUae pO30BOTO TBEPIOTO
semectsa. MC m/z 212,1 [M+1]".

Oran 2: B pacteop N-(1,3-gumerokcunponan-2-un)-3-metuinupasut-2-amusa (250 mr,
1,18 mmonb) B aneronutpuie (3 mu) pobasnsuin N-Opomcykuuaumun (253 wmr, 1,42 Mmonb).
Cmech mepeMelnBaiM NMPU KOMHATHON TemrepaType B TeueHHe 2 4. PeaklHOHHYI0 cMech
pazBoamsii  BOAOW. BomHbIli pacTBOp 3KcTparupoBaiu StuiareratoM. OObenrHEHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(arom
HAaTpusi, (QWIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA IOCPEACTBOM
KOJIOHOUHOH udmu-xpomarorpapunn ¢ 0~100% sTunauneratra B mneTposieliHOM 3dupe ¢
nojyueHueM S5-6pom-N-(1,3-qumerokcunponas-2-mi)-3-MeTruInupasut-2-amusa (A92) (95 wr,
28%) B BUE KOPUUHEBOro TBepaoro semectsa. MC m/z 290,0, 292,0 [M+1]".

IIpomexyTounoe coequHeHue A93

Tper-OyTun 3-(4-0pom-2-Prophenokcn)muppoiauaus-1-kapObokcunar

F
Q
\0 —-Boc
Br

B pactBop 4-Opom-2-¢propdpenona (500 wmr, 2,62 wmmomb), Tper-Oytun 3-
TUIPOKCUMPPONUANH- 1-kapOokcunara (490 mr, 2,62 mmonb) u Tpudenunpochuna (1030 wr,
3,93 mmonb) B Tetparuapodypane (5 mi) MeasneHHO A00aBIsUIM AUM3OMPONMiIazoaudopmMuat
(794 wmr, 3,93 MMoIb) TP KOMHATHOM TemrepaType B atMocdepe a3ora.. Cmech nepeMernnBaim
IIpU KOMHATHOM TeMmnepaTrype B TedeHue 6 4. CMech pa3BOAWIN BOJAOW M SKCTPAarupOBaJH
stunaneratoM. OObeIMHEHHbIE OPraHUYEeCKHUE CJIOM MPOMBIBAIA COJIEBBIM PACTBOPOM, CYLIHIIN
Hax 0e3BOAHBIM CysbhaTOM HATpusi, (UIBTPOBAIM U KOHLEHTPUPOBAIU B Bakyyme. OcraTok
OUHMIIANIA TOCPEACTBOM KOJIOHOYHOUM (udm-xpomarorpapuu ¢ 0~50% sTunanerata B
NeTpoJieHtHOM 3¢upe ¢ mnojydeHueMm TpeT-Oytun 3-(4-6pom-2-¢pTopdeHoKeH)THppOTUaAnH-1-
kapbokcunara (A93) (330 mr, 35%) B Bune kentoro TBepnoro Bemectsa. MC m/z 360,0, 362,0
[M+1]*. '"H AMP (400 MTI'u, metuicynbpokcun-dg) 6 7,56 (an, J=10,8, 2.4 T'u, 1H), 7,35 (xur,
J=8.8, 2,0 I'u, 1H), 7,20 (1, J=8,8 I'y, 1H), 5,07-5,02 (m, 1H), 3,60-3,37 (m, 4H), 2,18-2,01 (M,
2H), 1,41 u 1,39 (c, 9H).

IIpomexyTouHoe coequHeHue A94

TpeT-OyTun 4-((5-6pom-3-meTrnnupasuH-2-1i)aMUHO ) TUITePUINH- 1 -kapOokcunaT

N
0
|
Br/l\fN N“Buc

Oran 1: PacrBop 2-xnop-3-merunmupasuna (500 mr, 3,81 mmonb), Tper-Oytun 4-

aMHUHOMHIIEpUIUH- 1 -kapOokcunaTa (856 MT, 4,2 MMOJIb),
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0,19 MMOJIb), (+)-2,2°-

ouc(nudpenunpochuno)-1,1’-6unadranena (242 mr, 0,38 mmonp) u Tper-Oyrokcun Hatpus (747

TpUC(IUOSH3MITHAEHAICTOH ) TUTTIAJ I ST (178 MT,
mr, 7,78 mmonb) B Tonyouse (5 mu) nmepememuBanu npu 100°C B Teuenune 16 1 B atmocdepe
azora. C(Cmechb pa3BOIMIM BOXOM U AKCTparupoBanu stuiauneratoM. OObenuHeHHbIE
OpraHM4ecKHe CJIOM TPOMBIBAIN COJIEBBIM pPACTBOPOM, 3aTeéM CYLIMIM Haj Oe3BOAHBIM
cynbparoM Hatpus, (QUIBTPOBAIM M KOHLEHTpUpOBaIM B BakyyMe. OcCTaTok ouuInanu
MOCPEICTBOM KOJIOHOYHOM (pudiu-xpomatorpadun ¢ 0~70% sTusauerara B neTposeiiHoM 3¢ upe
C ToJy4eHueM TpeT-OyTun 4-[(3-meTunnupasuH-2-1i)aMuHO |mUnepuauH- 1 -kapookcunara (450
mr, 39%) B Buje xenroro Teepaoro semecrsa. MC m/z 293,2 [M+1]".

Oran 2. B pactBop Tper-Oytun 4-((3-MeTHINHMpa3uH-2-H1i1)aMHUHO)THITePUIUH- 1 -
kapOokcmnara (420 wmr, 1,44 mmonb) B areroHuTpuie (5 M) nodasysimn N-OpOMCYKIHHUMHEL
(306 wmr, 1,72 mmonb). CMech mepeMeInuBaid MpU KOMHATHOW TeMIIEpaType B TEYEHHE 2 .
PeakunoHHYI0 CMeCh Pa3BONWIM BOAOW M BKCTparupoBainu stuianeratoM. OObenrHEHHBbIE
OpPTaHHUYECKHE CJIOW TPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIWIH Hajx O€3BOAHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIH B BakyyMme. OCTaTOK OYHMINAIU IOCPEACTBOM
KOJIOHOUHOH (udiu-xpomarorpapunn ¢ 0~100% sTunanerata B mneTposeiiHOM 3dupe c
MOJy4YEeHUEM TpeT-OyTHn 4-((5-Opom-3-MeTHIIHpa3HH-2- UJT)aMHHO ) TUTIEPUIHH- | -
kapbokcmnara (A94) (370 mr, 67%) B BUIE CBETIIO-KeNnTOro TBepAoro Bemecrsa. MC m/z 371,1,
373,1 [M+1]*. 'H sIMP (400 MTI'u, meruncynbdokcun-dg) 6 7,97 (n, J=0,8 I'u, 1H), 6,35 (&,
J=7,6 I'y, 1H), 3,96 (c, 2H), 2,82 (c, 3H), 2,28 (a, J=0,8 I'u, 3H), 1,83 (xn, J=11,2 I'y, 2H), 1,48-
1,34 (m, 2H), 1,41 (c, SH).

IIpomexyTouHoe coequHenne A95

TpeT-OyTrn 3-[(5-Opom-3-MeTnnnupasuH-2-ui)aMUHO |munepuauH- 1 -kapOokcunar

Oran 1: Jlera3upoBaHHyO cMech 2-xJop-3-metminupasusaa (500 mr, 4,00 Mmonb), (£)-
2,2’-6uc(nupenundochuno)-1,1’-6unadraneHa (242 Mr

Tpuc(aubensmmaeHaneron ) aunamuaaus (178 mr, 0,2 Mmounb), Tper-OyTokcuna Hatpus (747 wmr,

, 0,4 MMOJIb),
7,78 mmonb) u Tper-Oytun 3-amuHONMIIEpUANH- 1-kapbokcunata (857 wmr, 4,27 MMonb) B
tonyojie (5 wmu) mepememuBanu npu 100°C B Teyenwe 16 4. Cmech pa3BOAWIN BOAOH U
sKcTparupoBanu stunaneratoM. OOBeNUHEHHbIE OPraHUYEeCKHE CJIOM TMPOMBIBAIN COJEBBIM
pacTBOpOM, 3aTeM CYIIWIM Haj Oe3BOAHBIM Cyjib(aroM HaTpus, (QUIBTPOBAIH U
KOHLIEHTPpUpPOBAIM B BakyyMme. OCTaTOK O4YMINANK IOCPEACTBOM KOJOHOYHOW (-
xpomarorpadpuu ¢ 0~100% sTunanerara B neTposieiiHOM >pupe ¢ MoaydeHueM Tper-OyTui 3-
[(3-meTunnupasuH-2-uin)aMuHO Jnunepuaus-1-kapbokcunara (650 mr, 53%) B BHUAE KENTOrO
macaa. MC m/z 2932 [M+1]".

Oran 2. B pactBop Tper-Oytun 3-[(3-mMeTmanmpasuH-2-1i1)aMUHO |IUIepuIuH-1-

kapOokcunara (300 mr, 1,02 mmonb) B aneronutpuiie (3 mi) nodasnsian N-OpOMCYKLHHUMHUL
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(219 wr, 1,23 mmonb). CMech mepeMeInuBaid MpU KOMHATHOW TeMIlepaType B T€YeHHE 2 .
PeakunoHHYI0 CMeCh Pa3BOOWIM BOJAOW M AKCTparupoBanu stuianeratoM. OObenuHEHHBbIE
OpPTraHUYECKHE CJIOM TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(aTrom
HaTpusi, (UIBTPOBAIM MU KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYMINANIU ITOCPEACTBOM
KOJIOHOYHOH (pmaur-xpomarorpadun ¢ 0~100% sTunanerata B meTposieHOM 3dupe ¢
MOJTyYeHHUEM Tper-Oy T 3-[(5-O6pom-3-MeTunnupasuH-2-uia)aMUHO |TUITEePUAH- 1 -
kapBokcunara (A95) (240 mr, 63%) B Buzme xenroro Macia. MC m/z 3711, 373,1 [M+1]*. 'H
AMP (400 MTI'u, metuicynbdokcun-deg) & 7,99 (¢, 1H), 6,24 (n, J=7,0 'y, 1H), 3,92-3. 53 (m,
3H), 3,16-2,64 (M, 2H), 2,30 (c, 3H), 1,97-1,45 (c, 4H), 1,43-1,13 (m, 9H).
IIpomexyTouHoe coequHeHue A96

TpeT-OyTua 4-((5-6poM-3-MeTHanupa3suH-2-1i1)OKCH )TUNIEPUANH- | -kapOoKcHIaT
N
'D /ﬁ/

B nepememuBaemslii pactBop S-Opom-3-mermnmnupasus-2-ona (300 mr, 1,59 mmons),

Tper-Oytin  4-ruppokcununepunus-1-kapbokcunara (319 wmr 1,58  wmmomb) wm

tpudpennndochuna (624 wmr, 2,38 wmmonp) B Terparumpodypane (10 wmm) nmobasisum
mumsonponmnazonudopmuar (481 mr, 2,38 MMoInp) pu KOMHATHON TeMIiepaType B atMocdepe
azota. CMech nepeMelInBail NpU KOMHATHOH TemmepaType B TedeHue 16 4. PeakinoHHYIO
CMeChb Pa3BOIMJIN BOJIOW M 3KCTparupoBaiu sTuiareratoM. OpraHndeckuil CIOH MpPOMBIBAIIH
COJIEBBIM pACTBOPOM, CYILIMJIM HaJx O€3BOMHBIM CyiabpaToM HaTpus, (QuibTpoBamu W
KOHLIEHTpUpOBaIX B BakyyMme. OCTaTOK OuMINANM IOCPEACTBOM KOJOHOYHOH  (hiam-
xpomarorpaduu ¢ 0~100% sTunanerata B neTposieiiHOM 3dupe ¢ moaydeHueM Tper-OyTun 4-
((5-6pom-3-MeTunnupasuH-2-11)OKCH ) unepuaut- 1 -kapookcunara (A96) (400 mr, 64%) B Buae
6ecuserHoro macaa. MC m/z 372,1, 374,1 [M+1]*. 'H SIMP (400 MTI'y, meTrncyabdokcua-de) 6
8,21 (m, J=0,8 T', 1H), 5,28-5,07 (m, 1H), 3,64-3,50 (M, 2H), 3,31-3,18 (m, 2H), 2,38 (1, J=0,8
I'u, 3H), 1,96-1,81 (m, 2H), 1,74-1,53 (m, 2H), 1,41 (c, 9H).
IIpomexytouHoe coequHeHue A97

Tper-OyTua 3-[(5-6poM-3-MeTranupasuH-2-1i1)OKCH |TUnepuanH- 1 -kapOokcunar

{ N—Boc

O

Br

B pactBop 5-Opom-3-mernnmupaszus-2-ona (500 mr, 2,64 mmonb), Tpudenundochuna
(1040 mr, 3,96 mmonb) u Tper-OyTun 3-ruapokcununepunnH- 1-kapbokcunara (532 wr, 2,64
MMoOJIb) B Terparunpodypane (5 mu) mobammsuiu nuusornporiazonudopmuar (802 mr, 3,96
mmonb) nipu 5°C B atmocdepe a3ora. PeakIMOHHYIO CMeCh NepeMeIlnBaId NMPH KOMHATHON

TeMmreparype B TedeHue 16 4. PeakuuoHHYIO CMeCh Pa3BOAUIM BOJOH M 3KCTPAarupoBad
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stunaneratoM. OObeMHEHHbIE OPraHUYECKHUE CJION MPOMBIBAINA COJIEBBIM PACTBOPOM, CYLIFIIN
Hax 0e3BOAHBIM CysibhaToOM HaTpusi, PUIBTPOBAIM M KOHLEHTPUPOBAIHU B Bakyyme. OcCraTok
OUHUINAJIA TOCPEICTBOM KOJOHOUWHOH (ummi-xpomarorpadum ¢ 0~100% sTunamerata B
nerponeiHoM  3dupe ¢ nomydeHueMm  Tper-Oytun  3-[(5-Opom-3-mermnnupasus-2-
WT)OKCH | munepuanH- 1 -kapookcunara (A97) (300 mr, 30%) B Buze OecuserHoro macna. MC m/z
372,1,374,1 [M+1]".

ITpomesxyTounoe coennHeHne A98

6-(3-((TpeT-Oy TUIAUMETHUIICUIIFIT ) OKCH )ITPOTINI ) -2-XJ10p-7,7-nume -6, 7- muruapo-SH-

nuppodo[3,4-bnupunus-5-oH

TBSO "\__,,-\N 0
N/
cl
B nepememnBaembiii  pactBop  2-xjop-7,7-aumerun-6,7-nurunpo-SH-nupponol[3,4-
b]mupunun-5-oHa (250 mr, 1,37 Mmmone) B N, N-mumerundopmamuze (3 M) 1o0aBIsIIA THAPUA
Harpust (99 wmr, 2,47 mmonb, 60% B MuHepansHOoM Macie) nipu 5 °C. Tloce nepeMenuBaHust B
tedenne 30 WMHH B  BBbIIEYKa3aHHYH cMech gobamisuin  (3-Opomrpornokcu)(Tper-
Oyrum)numeruncunad (69 wmr, 0,27 wmmomb). CMech mepeMelinBaid INPH KOMHATHOH
Temmneparype B TedeHue 3 4. Peakiuro racuiy HachIIEHHBIM BOAHBIM PAacTBOPOM XJIOpHZA
ammonust ipu 5 °C. CMech dKkcTparuposaju stunaneratoM. OObeIMHEHHbIE OPraHUYECKUE CIIOU
IPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIMJIM Haa O€3BOAHBIM CyJb(paToM HAaTpHs, GUIBTPOBAIHN U
KOHLIEHTpUpOBaIU B Bakyyme. OCTaTOK O4YMINAIN TOCPEACTBOM KOJOHOYHOH  (parm-
xpomarorpadpuu ¢ 0~50% osTunanerara B merponeiiHom 3dupe ¢ monyueHuem 6-(3-((Tpert-
Oy THIIIMMETHIICHITIIT ) OKCH )IIPOITHI)-2-XJ10p-7, 7-aumMe -6, 7-nurunpo-SH-mppono[ 3,4-
b]nupuans-5-oHa (A98) (228 mr, 45%) B Buze xenrToro Macia. MC m/z 369,2 [M+1]*. 'H SIMP
(400 MTI'u, metuncynbdokcun-dg) 6 8,11 (n, J=8,0 'y, 1H), 7,62 (x, J=8,0 'y, 1H), 3,68 (T,
J=6,4T'n, 2H), 3,51-3,42 (m, 2H), 1,90-1,79 (M, 2H), 1,47 (¢, 6H), 0,89 (c, 9H), 0,06 (c, 6H).
ITpomexyrouHoe coequHeHue A99
6-(4-((TpeT-Oy THIIIUMETHUIICHUIIFIT ) OKCH )0y THIT)-2-XJ10p-7, 7-numeTiin-6, 7-nurunpo-SH-

nuppodo[3,4-b nupunus-5-oH
TEBSO
0

S
N/
el
Oran  1: B nepememmuBaemblli pactBop 2-xjop-7,7-aumerun-6H-nupposno|3,4-
b]mupuaun-5-oHa (250 mr, 1,25 Mmmone) B N, N-mumerundopmamuze (5 mir) 1o0aBIsiiy ruipus
Harpust (92 mr, 2,30 Mmonb, 60% B MuHepanbHoM Macie) npu 0~5 °C. Tlocne nepemenvBanys

npu 0~5°C B tTeuenne 30 MHUH B BBILIEYKA3aHHYIO cMech aobamisuu (4-OpomOyTokcH)(Tper-
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Oyrum)numernncunad (410 wmr, 1,55 wmmonp). CMech mnepeMeminBaiyd IPU KOMHATHOM
Temmneparype B TedeHue 3 4. Peakiuro racuil HachIIEHHbIM BOIHBIM PAacTBOPOM XJIOpHAA
ammonust ipu 5 °C. CMech dKCTparuposaju stunaneratoM. OObeqMHEHHbIE OPraHMYECKUE CIIOU
IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMJIM Haa O€3BOAHBIM CyJb(paToM HAaTpHs, GUIBTPOBAIHN U
KOHLEHTpUpPOBAIM B BakyyMe. OCTaToK O4YMINAIM IIOCPENCTBOM KOJIOHOUHOH  (hiomi-
xpomatorpaduu ¢ 0~50% sTunaunerata B meTposieiiHOM s>dupe ¢ noiydeHueM 6-(4-((Tper-
Oy TUIIIMMETHIICHITIIT ) OKCH ) Oy THIT)-2-X510p-7, 7-numetnin-6, 7-nuruapo-SH-muppoino[ 3,4-
b]nupunua-5-oHa (A99) (370 mr, 76%) B Buze KkeToro Macaa. MC m/z 383,2 [M+1]*. 'H AMP
(400 MTI'u, metuncynbhokcun-dg) 6 8,11 (n, J=8,0 'y, 1H), 7,61 (a, J=8,0 'y, 1H), 3,63 (T,
J=6,2 T'u, 2H), 3,47-3,39 (M, 2H), 1,75-1,60 (M, 2H), 1,53 (ar, J=8,4, 6,4 T'y, 2H), 1,47 (c, 6H),
0,86 (¢, 9H), 0,06 (c, 6H).
ITpomexyrounoe coequHeHue A 100

TpeT-OyTun 3-[(2-xn0p-6-HoanmupUINH-3-1J1)OKCH | TUPPOTHIUH- 1 -kapOoKcHiaT

, |
Bu-:-‘ND\D 1 =N
Cl

B nepememmuBaemyro cmech 2-xyop-6-iiogmupunus-3-ona (500 mr, 1,95 mmons), Tpert-
OyTun 3-runpoKcUnupponuanH- 1-kapbokcunara (403 mr, 2,15 mmons) u Tpudenmndpochuna
(770 wr, 2,94 mmonb) B Terparuapodypane (10 mu) nobaBisin nuusonponuiazogudopmMuaT
(594 wr, 2,94 mmonb) npu 5°C B atmocdepe azora. CMech nepeMenmBaii MPH KOMHATHOM
TeMmreparype B TedeHue 16 4. PeakuuOHHYIO CMeCh Pa3BOAUIM BOJOH M 3KCTPAarupoBaId
strnaneratoM. OObeANHEHHbIE OPTaHUYECKUE CIIOM MPOMBIBAIH COJEBBIM PACTBOPOM, CYLIHIIH
Haj Oe3BOAHBIM Cyib(aToM HATpusi, (PUIBTPOBAIM M KOHLEHTPHPOBAIH B BakyyMme. OcraTok
OYMINAJMA TOCPEACTBOM KOJOHOYHOH (umdui-xpomarorpapuu ¢ 0~100% sTunaunerara B
nerpojeiiHom  sdupe ¢ monydeHuem  Tper-Oytun  3-[(2-xJop-6-HonnmupunauH-3-
Wi1)oKcH |mupponuans- 1-kapbokcunarta (A100) (500 wmr, 60%) B Bume Oenoro TBEpAOro
semectsa. MC m/z 425,0 [M+1]". 'H saMP (400 MTI'u, metuncyibdokcun-deg) 7,80 (o, J=8,4 I'ly,
1H), 7,45 (», J=8,4 I'n, 1H), 5,13 (x, J=5,0 I'u, 1H), 3,63-3,36 (m, 4H), 2,25-1,95 (m, 2H), 1,40
(c, 9H).

ITpomexyrounoe coenuHeHue A101

TpeT-OyTua 3-((6-0poM-2-MeTHIMHPUANH-3-1J1)OKCH ) TUPPOIUANH- | -kapOoKcHIaT

SHos
Boc-— _N

O

B pactBop 6-Opom-2-mermnnupuans-3-oma (1,00 r, 5,32 mmonb), Tper-Oytmm 3-
TUAPOKCUIHPpoNuAnH- 1-kapOokcunara (1,00 r, 5,32 mmone) u Tpudenmndocduna (2,10 r, 7,98
MMoJib) B Terparunpodypane (10 mi) mobasmsum guusonpormnasogudopmuar (1,60 r, 7,98
mMmoinb) mpu S5°C B armocepe asora. Cmech 3areM TmepeMeUIMBAIM TPH KOMHATHOU

TeMriepatype B TeueHue 4 4 B armocdepe azora. CMech pa3BOIUIN STHIALETATOM, TPOMBIBAJIH
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COJIEBBIM pACTBOPOM, CYILIMJIM Halx O€3BOMHBIM CyiabpaToM HaTpus, (QUIbTpoBaIN W
KOHLIEHTpUpOBaJIH B BakyyMme. OCTaTOK OYHMINANIM IOCPENCTBOM OOpaleHHO-(pa30BoMH
KOJIOHOUHOH (pmam-xpomarorpaduu ¢ 5-70% aineToHuTpusia B BOAE € MOJYYEHUEM TPET-OyTHI
3-((6-Opom-2-MeTHUUPUINH-3-UIT)OKCH )T ppOoSMauH- 1 -kapOokcuiara (A101) (842 mr, 39%) B
BHIE JKeATOro Teepporo BemectBa. MC m/z 3573 [M+1]%. 'H saMPp (400 MTI,
metmicyibdokenn-do) 6 7,41 (¢, 2H), 5,05 (¢, 1H), 3,60-3,34 (m, 4H), 2,29 (c, 3H), 2,13-2,04
(m, 2H), 1,40 (m, J=8,4 ', OSH).
IIpomexyrouHoe coequHenue A102

Tper-OyTua 3-((5-6pom-3-MeTHanupasuH-2-1i1)OKCH )a3eTUANH- | -kapOOoKCcHIaT

Boc-y \3\ lejg
o’\ﬁ’

B nepememmBaemyro cMmech S-Opom-3-metmnnupasus-2-ona (300 mr, 1,58 mmons), Tpert-
OyTtun 3-rugpokcuazeTunns-1-kapdokcunara (274 mr, 1,58 mmons) u Tpudenmndocpuna (624
Mr, 2,38 Mmonb) B TeTparuapodypane (5 mi) nobasnsim nunsonponuiazoaudopmuar (481 wmr,
2,38 mmonp) ipu S°C B atmocepe asora. Cmech nepemMenInBaiy Mpyu KOMHATHOH TeMIlepaType
B Te4eHHe 16 4. PeakIMOHHYI0 CMECh Pa3BOAWUIN BOAOW M SKCTPArHMPOBANIM 3TUJIALETATOM.
Opranudeckre CIOU NMPOMBIBAJH COJIEBBIM PACTBOPOM, CYLIMJIM Haa O€3BOAHBIM Cyib(arom
HaTpusi, (QWIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINANIU ITOCPEACTBOM
KOJIOHOYHOH  (mam-xpomarorpagpuu ¢ 0~60% sTunanerara B NETPOJIEHHOM 3dupe C
nojgydeHueM Tper-Oytun  3-((5-Opom-3-MeTunnupasuH-2-uin)oKCcH Ja3eTHIuH- 1 -kapOokcunaTa
(A102) (300 mr, 65%) B Bume xentoro macaa. MC m/z 3441, 346,1 [M+1]". 'H SIMP (400
MTI'u, meruncynbdokcun-deg) 6 8,20 (n, J=1,2 T'u, 1H), 5,27 (1T, J=6,4, 4,0 ', 1H), 4,26 (an,
J=9,6, 6,8 ', 2H), 3,88 (nn, J=9,6, 3,6 ', 2H), 2,42 (n, J=0,8 'y, 3H), 1,39 (c, SH).

ITpomesxytounoe coenunenne A103

1- [3—[(5—6p0M—3—MeTI/IJmea3I/IH—2—I/IJ1)0KCI/I]aseTI/I):[HH— 1-un]sraHoH
Br

/U\N\:l\ )_/\(\(

B pacrBop 5-Opom-3-merwnmmpasun-2-oma (300 wmr, 1,44  wmmomb), 1-(3-

rHApOKCcHazeTenuH-1-un)3tan-1-ona (183 mr, 1,59 mmons) u tpudennndocduna (568 wmr, 2,16

2

MMOJIb) B Terparunpodypane (5 mu) mobamisuiu nuusonponuiazonudopmuar (438 mr, 2,16
mmodb) ipu S°C B atmocdepe azora. CMech mepeMeImnBaiu Npyu KOMHATHOH TeMIepatype B
TeueHne 16 4. Cmech pa3BOAWIM STHJIALETATOM W MPOMBIBAINA COJIEBBIM PACTBOPOM.
Opranndeckuii cioil cymmian Hajx Oe3BOAHBIM Cyib(paToM HaTpus, (QUIBTPOBATH U
KOHIIEHTpUpOoBaIM B Bakyyme. OCTaTOK O4YMIMANK TOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomarorpapuu ¢ 0~70% osTHnanerata B H-rekcaHe ¢ mnonydeHueMm 1-[3-[(5-Opom-3-
METWIINHUPa3UuH-2-mi)okcu|azerunuH- 1 -mwi|sreHona (A103) (200 wmr, 43%) B BHme Oenoro
TBepaoro Bemectsa. MC m/z 286,0, 288,0 [M+1]*. 'H SIMP (400 MI't, meruncyabhoxcun-ds) 8
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8,22 (n, J=0,8 T'y, 1H), 5,31 (T, J=6,4, 4,0 I', 1H), 4,59-4,45 (m, 1H), 4,29-4,20 (M, 1H), 4,19-
4,10 (m, 1H), 3,90-3,82 (m, 1H), 2,43 (n, J=0,8 I'u, 3H), 1,79 (¢, 3H).
IIpomexytounoe coenuHenue A 104

TpeT-OyTun 3-(4-0pom-2-x10pheHOKCH) TP PONUANH- 1 -kapOoKcuIaT

BGC=ND\ Br
O

Cl

B pactBop 4-Opom-2-xiopdenona (200 wmr, 0,96 wmmoab), Tper-Oytmam  3-
THIAPOKCUITHPPONUANH- 1 -kapOokcunara (180 mr, 0,96 mmonb) u Tpupenunpocduna (379 wr,
1,44 mmonb) B TeTparuapodypane (5 mi) nodasnsum aunzonponmiazogudopmuar (292 mr, 1,44
mmodb) ipu S°C B atmocdepe azora. CMech mepeMeInnBajin MpU KOMHATHOH TeMmIeparype B
teueHne 16 4. Cmech pa3BOAWIM STHJIALETATOM W MPOMBIBAIA COJIEBBIM PAaCTBOPOM.
Opranmdeckunii cyioi cymmian Hax Oe3BOAHBIM  Cyidb(paToM HaTpus, (QUIBTPOBAIH W
KOHLEHTpUpOBAIM B BakyyMme. OCTaTOK OUYMINANK IOCPEACTBOM KOJOHOYHOH  (hiamm-
xpomatorpaduu ¢ 0~70% sTunanerara B neTposieiHOM 3¢upe ¢ moxydeHueM TpeT-OyTmt 3-(4-
Opom-2-xnopdeHokcH )mupponuanH- 1-kapookcunara (A104) (350 mr, 87%) B BUAE KEATOrO
macia. MC m/z 376,0, 378,0 [M+1]*. 'H SIMP (400 MI'n, mernncynbhokcua-de) & 7,69 (x,
J=24 Ty, 1H), 7,50 (mn, J=8.,8, 2,4 I', 1H), 7,20 (n, J=8,8 I'y, 1H), 5,10 (c, 1H), 3,65-3,36 (M,
4H), 2,24-2,01 (m, 1H), 1,40 (n, J=6,8 ', OH).

IIpomexytouHoe coequHenue A105

TpeT-OyTui (B3R,4R u 3S,4S)-3-((5-6pom-3-MeTunnupasuH-2-ui)okch)-4-

¢dTopnupponuauH- 1-kapOokcunar
F

Bac —NJ N Br
"6 g

B mnepememuBaemslii pactBop S-Opom-3-mermnmnupasuH-2-ona (250 mr, 1,32 mMmonb),
tper-OyTn (3R,4S)-3-pTop-4-runpoxkcunupponanaus- 1-kapookcuiara (298 mr, 1,46 Mmonb) u
tpudenmndochuna (520 mr, 1,98 mmons) B Terparuppodypane (5 mi) KarusiMu 100aBISUTH
mumsonponmnazonudopmuar (401 mr, 1,98 MMone) pu KOMHATHON TeMIiepaType B atMocdepe
azota. CMech mepemMernBaly NpyU KOMHATHOHN TeMriepatype B TeueHue 16 4. Cmech pa3Boauiu
BOJIOW W 3KCTparupoBayiu 3TwianeraroM. OObennHEHHbIE OPraHHYECKHE CJIOH TMPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYILIMJIM Halx O€3BONHBIM CyiabpaToM HaTpus, (QUIbTpoBAIN W
KOHLIEHTpUpOBAIM B BakyyMme. OCTaTOK O4YMINANM IOCPEACTBOM KOJOHOYHOH — (himamm-
xpomatorpadpun ¢ 0-60% sTHnanerata B NETPONICHHOM 3(Upe ¢ TMONyYeHUEM TpeT-OyTHi
(3R,4R u 38§,45)-3-((5-6pom-3-MeTumupasuH-2-ui)okcu )-4-propmupponuans- 1 -kapOokcunara
(A105) (450 mr, 88%) B Bume Genoro Teepmoro eemectsa. MC m/z 376,1, 3781 [M+1]". 'H
SAMP (400 MI'u, metuncynbdokcun-de) 6 8,28 (¢, 1H), 5,48-5,42 (ym., 1H), 5,38-5,11 (m, 1H),
3,73-3,66 (m, 2H), 3,61-3,52 (m, 2H), 2,36 (c, 3H), 1,42 (c, 9H).
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IIpomexytounoe coequHeHue A106

TpeT-OyThi 3-((5-6pom-3-(audropMeToKCH)THPA3UH-2- T )OKCH ) ITUPPOTUANH- 1 -

KapOoOKcHuIaT

4

0
F~ N
F

Oran 1. B pactBop 3,5-mubpommupazun-2-ammaa (4,50 r

Br

, 17,79 wmmonb) B
terparuapodypane (50 mi) gactamu gobasisum ruapun Hatpus (1,50 r, 37,50 mmonb, 60% B
munepanbioM macie) npu 0 °C. Tlocne nepememmsanus npu 0°C B Teuenwe 30 MUH B
BBIIIEYKA3aHHYID cMech nodapns Oen3wioBblii coupt (4,80 1, 44,49 wmmonb). Cwmech
nepemMelBai IPU KOMHATHOM Temmeparype B TedeHue 3 4. PeaklIMOHHYIO CMeCh TacCHIIH,
UCTIONB3Ysl HACBHIEHHBIN BOAHBIA PAcTBOP XJIOPHUAA AMMOHHUSI NPU KOMHATHOW TEeMITEpaType.
Bonnblii pactBOp sKcTparmpoBanu STwianeratoM. OObeaMHEHHbIE OPTraHUYECKHE CIIOU
IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CYJIb(aToM HATPHs, GUIBTPOBAIHN U
KOHLIEHTpUpoBaTH B Bakyyme. OCTaTOK O4YMIMAIN TIOCPEACTBOM KOJOHOYHOH  (piarm-
xpomatorpadun ¢ 0-70% sTunauerata B METPOICHHOM 3¢upe ¢ nonydeHueM 3-(OeH3MITIOKCH)-5-
opomnupasun-2-amuHa (7,00 T, 70%) B Buae xenroro TBepaoro semecrsa. MC m/z 280,0, 282,0
[M+1]*. 'H sIMP (400 MI'y, meruncynbsdokcua-de) 6 7,63 (¢, 1H), 7,57-7,48 (m, 2H), 7,43-7,37
(m, 2H), 7,37-7,32 (m, 1H), 6,57 (¢, 2H), 5,37 (¢, 2H).

Oran 2: B nepememuBaeMyio cMech 3-(0eH3mIIOKCH)-5-Opomnupasus-2-amuHa (5,00 T,
17,85 mmonb), xnopuna menu (2,70 r, 26,77 mmonb), xjopuna menu (3,60 r, 26,77 MMoIb) B
arieronutpuiie (50 mut) kamsmMu nobasssi TpeT-Oytun Hutput (4,20 T, 41,05 Mmonb) npu -
10°C B armocdepe azora. [Tocne nmepemernvBaHus MPU KOMHATHOHN Temrieparype B TedeHue 30
MUH cMech niepemernnBaiy pu 65°C B Teduenne 16 4. CMech pa3BOAMIM HACBIIIEHHBIM BOAHBIM
PacTBOPOM XJIOPUAA AMMOHHS U HKCTPArupoBajy dTuianeraroM. OObeIMHEHHbIE OPTaHUYECKHE
CJIOM TIPOMBIBAJM COJIEBBIM PACTBOPOM, CYINWJIM Haa O€3BOAHBIM CyJb(haTOM HaTpus,
(¢uUIbTPOBANM M KOHLEHTPHPOBAIU B BakyyMme. OCTaTOK OUYMINAIHM MOCPENCTBOM KOJIOHOYHOM
¢mu-xpomarorpagpun ¢ 0-70% »sTunanerata B TETPOJCHHOM >uUpe C TOJIYYCHHEM 3-
(6enzmnokcu)-5-0pom-2-xoprmmupasuna (2,00 r, 36%) B Bune skenroro macia. MC m/z 2990,
301,0 [M+1]*. '"H sIMP (400 MTI'u, meruncynbdokcun-de) 6 8,30 (¢, 1H), 7,52-7,49 (m, 2H),
7,45-7,35 (M, 3H), 5,44 (c, 2H).

Oran 3: B pactBop TpeT-OyThn 3-ruapoxcunupponuaut-1-kapookcunara (2,00 r, 6,68
MMOJIb) B TeTparuapodypane (20 mr) nobasmsun ruapun Harpus (0,56 r, 14,00 mmons, 60% B
munepanbHoM Mmacne) npu 0 °C. Tlocne mnepememmBanus npu 0°C B Teuenwe | 4 B
BBILIEYKA3aHHYI0 CMeCh KarusiMHU 100aBisuin 3-(0eH3MIo0KeH)-5-0pom-2-xnopnupasus (2,00 T,

6,68 MMoOmbp) mpu KOMHATHOH Temmeparype. I[loiaydeHHy0 cMech mepeMeInBaId IpH
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KOMHATHOW TeMIlepaType B TEYEHHE 3 4YacOB. Peaknmio racuiy HACBIIIEHHBIM BOJHBIM
PacTBOPOM XJIOPUAA AMMOHHUS U SKCTParupoBajn sTunaneratoM. OObeaHEHHbIE OPTaHUYEeCKHE
CJIOM TIPOMBIBAJIM COJIEBBIM DPAaCTBOPOM, CYLIWJIN Hax O€3BONHBIM CylnbhaToM HaTpHs,
¢unIbTpOBANIM M KOHLEHTPHPOBAIU B BakyyMme. OCTaTOK OUYMINAIM MOCPENCTBOM KOJOHOYHOM
¢dm-xpomarorpaduu ¢ 0-70% sTrnanerata B neTpoieiiHOM 3(upe ¢ MoJy4eHueM TpeT-OyTui
3-[[3-(6ensunokcu)-5-OpommupasuH-2-wi JokcHu [nupponuant- 1 -kapbokcunara (1,20 r, 40%) B
Buze sxenroro Macna. MC m/z 450,1, 452,1 [M+1]".

Oran 4. B pacrBop  Tper-Oyrun  3-[[3-(6eHsunokcu)-5-OpommnupasuH-2-
wi|okcu JnuppoauauH- 1 -kapookcunara (690 mr, 1,53 Mmomb) B quxjaopmeTane (5 MiT) MEIJIEHHO
nobasasaau Tpuxaopusa 6opa (7,6 mi, 7,60 mmons, 1 M B guxnopmerane) npu 0 °C. Cmech
nepeMeInuBaIi P KOMHATHOH TeMIiepaTtype B TeueHue 5 4 B atmocgepe asora. Peakmmro
raciii  MeTaHosioM. (CMmech KOHLEHTPUPOBAJIM B BaKyyMe C TMOJNy4deHHeM 6-Opom-3-
(upponuanH-3-uiokcH)mupasul-2-oma (600 Mr, HEOUMIIEHHBIH) B BUAE skentoro macia. MC
m/z 260,1, 262,1 [M+1]".

Oran 5: B cmece 6-Opom-3-(mupponunuH-3-uinokcu)nupasus-2-ona (600  wr,
HEOYMIIEHHOTO C TMpedplayInero srama) u TpudtmiamuHa (404 wmr, 4,00 mmonb) B
terparuapodypane (5 mu) nobasisum nu(tper-Oyti)kapdonar (582 wmr, 2,66 mmons). Cmech
nepeMeInuBaId NP KOMHATHOH Temrepatype B TedeHne 3 4 B atmocdepe azora. Cmechb
KOHIIGHTpUpoBaIM B Bakyyme. OCTaTOK O4YMIMANIN TIOCPEACTBOM KOJOHOYHOH  (pidim-
xpomatorpadun ¢ 0-50% sTunanerara B neTposieiHOM 3¢upe ¢ noiyueHuem tper-0ytun 3-((5-
O6pom-3-((Tper-OyTOKCHKapOOHMIT)OKCH ) TUPA3HH-2-WJT)OKCH ) TUPPOIUANH- 1 -kapbokcunara (330
mr, 46% 3a 2 sTana) B Buje xkenroro macaa. MC m/z 460,1, 462,1 [M+1]".

Oran 6: Cmech Tper-OyTua 3-[(5-6poM-3-runpoKcunupasuH-2-mi)OKCH [ TUPPOTUANH- 1 -
kapOokcunara (330 mr, 0,92 mmonb), 2-xyop-2,2-audropykcycHol kuciaorsl (239 wr, 1,83
mMMosb) U KapOonara kamusa (380 wr, 2,75 mmomb) B N, N-aumernndopmamuzpe (3 min)
nepemermuBaiu npu S0°C B teuenne 16 u B armocepe asora. CMech pasBOAMIIM BOAOH U
SKCTpAarupoBaiu dTHianeratoM. OpraHudeckuil Ciaod Cymuian Hajx Oe3BOAHBIM CyJb(paTom
HAaTpusi, (QWIBTPOBAIM M KOHLEHTPUPOBAIH B Bakyyme. OCTaTOK OYHINAIUA IOCPEACTBOM
KOJIOHOYHOH (iar-xpomarorpaduu ¢ 0-60% sTunanerarta B neTposieiiHoM 3dupe ¢ noay4eHuem
Tper-Oytrn  3-((5-Opom-3-(audTopMeToKCH)MTUpPa3UH-2-H1IT)OKCH ) TUPPOIUANH- | -kapOoKcHIaTa
(A106) (160 mr, 42%) B Bume xentoro macaa. MC m/z 410,0, 412,0 [M+1]". 'H saMmPp (400
MTI1, meruncynbdokcun-ds) & 8,24 (¢, 1H), 7,62 (t, J=71,2 T'n, 1H), 5,52-5,47 (m, 1H), 3,65-
3,59 (m, 1H), 3,49-3,44 (m, 3H), 2,26-2,04 (M, 2H), 1,40 (c, SH).

ITpomexytounoe coequHeHue A107

TpeT-OyThin 3-((5-6pom-3-(TpudropmMeTH ) TUpa3uH-2-1T ) OKCH )ITUPPOITHINH- 1 -

KapOOKcHIaT
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Oran 1: B nepememuBaemblii pactBop S-Opomnupasun-2-ona (6,00 r, 34,29 MMob) u
kapOonara Hatpus (7,30 r, 68,58 mmonb) B Boze (50 mur) wactamu nobasnsium iox (8,70 r, 34,29
MMOJIb) MIPH KOMHATHOH TemmnepaTtype. CMech nmepemMeInuBaiy npu KOMHATHOH TeMIiepaType B
TeyeHue 16 4. PeaklMOHHYIO CMeCh MOAKHUCIISTN XJIOPUCTOBOIOPOIHON KUCIOTOM (BOIH., 1 H.)
no pH 7. BoxHblii pacTBOp 3KCTparupoBaju 3tuianeratoM. OObeIMHEHHbIE OPTaHUYeCKUE CIIOU
NPOMBIBAIM THAPOKCHAOM aMMOHUS, XJIOPHCTOBOAOPOAHON Kucioro (BomH., 1 H.),
HACBHIIIEHHBIM BOJIHBIM PacTBOPOM OnkapOOHATa HATPHUS U COJIEBBIM pacTBOPOM. OpraHHUYECKHil
cioil cymmnu Han Oe3BOAHBIM Cyinb(aToM HaTpus, (UIBTPOBATM M KOHLEHTPUPOBAIH B
Bakyyme. OCTaTok OUHINATU TMOCPEACTBOM OOpaIieHHO-(Ga30BOM  KOJOHOUHOW  (hydim-
xpomarorpaduu ¢ 5~100% aneroHuTpHia B BOAE C MOJy4eHHEM S-Opom-3-HoamupasuH-2-oja
(450 wmr, 4%) B Buge xearoro Teepaoro semecrsa. MC m/z 300,8, 302,8 [M+1]".

Oran 2: B nepememmBaeMyro cMech S-Opom-3-iioanupasun-2-ona (430 mr, 1,42 Mmonb),

TpeT-OyTun  3-ruApOKCUNUPPOIMANH-1-kapObokcunata (267  wr 1,42 wmmomp) u

tpudennndochuna (562 mr, 2,14 mmonp) B Terparuapodpypane (5 mi) KarusiMu 100aBISUTN
aumsonponunazonupopmuar (433 wmr, 2,14 mmons) mpu 0°C B armocdepe azora. Cwmech
nepeMelInBaid Npu KOMHATHOH TeMmepaType B TedeHue 16 u B atmocdepe asora. Cmech
KOHLEHTpUpPOBAIM B BakyyMe. OCTaTOK OYMINANM MOCPENCTBOM KOJOHOYHOH  (hismi-
xpomarorpaduu ¢ 0-60% sTunanerata B neTposneiiHoM s¢upe ¢ noaydeHueM TpeT-0ytui 3-((5-
Opom-3-foanupasuH-2-1i1)OKCH ))upponuauH- 1-kapookcunara (550 mr, 57%) B BHIe *KeITOro
macia. MC m/z 469,9, 471,9 [M+1]".

Ortan 3: B nepememuBaemyro cmech Gropun kamus (75 mr, 1,28 Mmoib) u fionuaa meau
(I) (245 wr, 1,29 mmonp) B 1-metun-2-nuppoiunuHone (4 mi) u N, N-gumerundopmamune (4
mit) nobaBisu TpeT-0yTun 3-((5-0pom-3-ioanupasuH-2-ui)OKCH ))ITUPPOTHINH- 1 -kapOokcHaT
(550 wmr, 1,17 mmonb) u (Tpudropmerin)rpumermicuian (166 mr, 1,17 MMoib) pu KOMHATHOMH
temneparype B armocdepe azora. Cmech nepemernsainu npu 70°C B TeueHue 3 4 B atMocdepe
azora. Cmech pa3BOOMIM BONOW M OKCTparupoBaiu StwnaneratoM. OObenuHEHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(aTrom
HaTpusi, GUIBTPOBAN M KOHLIEHTPUPOBAIIM B BAKyyMe C NOJy4eHueM TpeT-0yTui 3-((5-6pom-3-
(TpudTOopMeTII)IMPA3UH-2-1IT)OKCH )TUPPOIUANH- | -kKapOokcuara (A107) (320 MT,
HEOUHILIEHHBIN) B BUE KeJITOro Tepaoro semectsa. MC m/z 412,0, 414,0 [M+1]". 'H smp
(400 MTI'y, metmncynsdokcun-de) & 8,37 (¢, 1H), 5,45-5,39 (m, 1H), 3,68-3,35 (m, 4H), 2,24-
2,02 (m, 2H), 1,42 u 1,40 (c, OH).

IIpomexyTtounoe coenuHeHue A108
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TpeT-OyTun 6-[[(5-6pom-3-mMeTnnnupazuH-2-1uin)okcu | MeTun|-3-

azabumkiio[3.1.0rekcan-3-kapOokcunar

N-—-'
(e

Oran 1: B pacrtBop stun 3-aszabunmkiio[3.1.0]rekcan-6-kapOokcunaTa TUAPOXJIOPUAA
(400 wmr, 2,09 mmonb) B Terparuapodypane (4 m) nobasmsiu au(tper-Oytun)kapOoHar (634
mr, 6,26 mmounb) u TpmwTHiIaMuH (79 mr, 0,78 mmonab). CMech 3aTeM NepeMelIMBAIN IPH
KOMHATHOW Temmeparype B TeueHHe 4 4acoB. PeaklMOHHYIO CMeChb KOHLEHTPUPOBAIU B
Bakyyme. (OCTaTOK OYHMINAIK TOCPEACTBOM KOJOHOYHOU (dm-xpomarorpaduu ¢ 0-50%
STWIALleTaTa B  METPOJieHHOM »dupe C MOJydeHueM  3-TpeT-Oytwn  O-3Tun  3-
azabuimkiio[3.1.0]rekcan-3,6-nukapookcunara (460 mr, 86%) B BHAE KEITOrO TBEPIAOTO
semecrsa. MC m/z 256,1 [M+1]".

Oran 2. B pacrBop 3-tper-Oyrtun  6-3tun  3-azabuumkio[3.1.0]rexcan-3,6-
nukapbokcunara (460 mr, 1,79 mmone) B Terparuapodypane (5 mi) 1o0aBisIH aTFOMOTHIPHL
mutust (70 mr, 1,84 mmons) mpu 0 °C. Cmech nepememmBanu npu 0°C B Teuenuwe 2 u.
PeakunoHHYI0 CMeChb TacHJIM CMECBIO JieA/BoAa M SKCTPArupoOBAIM  STHJIALIETATOM.
OObennHEHHBIE OPTaHUYECKUE CIIOH MTPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIWIH Haja O€3BOAHBIM
cynabaroMm HaTpus, (UIBTPOBAIM U KOHLEHTPHpPOBaNM B BakyyMme. OCTaTOK O4YMINAIH
MOCPENCTBOM KOJIOHOWHOH (piati-xpomarorpaduu ¢ 0-60% stunanerara B NeTpoIeHOM dpupe
C mojydeHHueM TpeT-Oytun 6-(ruapokcumeri)-3-azadbunnkio[3.1.0]rekcan-3-kapbokcunara
(240 wmr, 61%) B Buze xkenToro TBepaoro semecrsa. MC m/z 214,0 [M+1]".

Oran 3: B pactBop 5-Opom-3-merunnupasus-2-ona (210 mr, 1,11 Mmmonb), Tper-OyTui 6-
(runpoxcumernn)-3-a3adunukio[3.1.0]rekcan-3-kapbokcunara (237 wmr, 1,11 wmmomp) wu
tpupenundochuna (437 mr, 1,67 mmonb) B Terparuapodypane (3 mi) MemIeHHO HOOaBISUIH
aumsonponmiazonudpopmuar (794 wmr, 3,93 mmons) mpu 0°C B armocdepe aszora. Cmech
nepeMelBaIi NpU KOMHATHON TeMIepaType B TeueHue 8 4. PeaklIMOHHYH0 CMeCh pa3BOAWIH
BOJIOW W 3KCTparupoBayid STwianeratoM. OObenUHEHHbIE OPraHMYECKHe CJIOH MPOMBIBAIIH
COJIEBBIM pPACTBOPOM, CYLIMJIM Halx O€3BONHBIM CyjabpaToM HaTpus, (QUIbTpoBAIM WU
KOHLEHTpUpPOBAIM B BakyyMe. OCTaTOK OYMINAIN TOCPEACTBOM KOJOHOYHOH  (puaim-
xpomatorpaduu ¢ 0-80% s>Tunanerara B merposieiHoM 3dupe ¢ momydeHuem Tper-oytui 6-[[(5-
Opom-3-MeTrnnupasuH-2-mi)okcH [MeTw |- 3-a3adunukiio| 3. 1.0]rekcan-3-kapookcunara (A108)
(230 wmr, 54%) B BUne cBeTno-xkentoro macaa. MC m/z 384,0, 386,0 [M+1]. 'H samp (400
MTIn, meruncynbsdporcun-de) 6 8,20-8,18 (m, 1H), 4,31-4,05 (m, 2H), 3,46-3,43 (m, 3H), 3,20-
3,15 (m, 1H), 2,41-2,39 (m, 3H), 1,83-1,77 (m, 1H), 1,67-1,63 (m, 1H), 1,38 u 1,30 (c, 9H), 1,04-
0,99 (m, 1H).

IIpomexytounoe coequHeHue A109

Tper-OyTtun 3-[(5-6pom-3-3THnnupasuH-2-1i1)OKCH MU ppoIuaAnH- 1 -kapOokcuar
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B nepememmBaemyro cMmech 5-Opom-3-stunnupasus-2-ona (260 mr, 1,28 mMmons), Tper-
OyTtun 3-runpokcunupponuaus-1-kapbokcunara (240 mr, 1,28 mmons) u tpudennnpocpuna
(504 wr, 192 wmmomp) B Terparugpodypane (10  mi) kamsamMu - poOaBisIH
nuusonponunazoaudopmuar (388 mr, 1,92 mmonb) npu 0°C B armochepe aszora. Cmech
nepeMelIBaIi IPpU KOMHATHON TeMrneparype B TedeHue 16 4. PeakiuoHHYI0 CMeCh pa3BOAWIN
BOIOW W 3areM JKcTparupoBamu sStuinaneratoM. OObeIUHEHHbIE OpTraHUYECKHe CJIOU
IPOMBIBAJIA COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CyJb(paToM HATpHst, GUIBETPOBAIH U
KOHLEHTPpUpPOBAIM B Bakyyme. OCTaTOK OYMINAIHA TIOCPEACTBOM KOJOHOYHOH  (pyarm-
xpomatorpaduu ¢ 0-50% sTunanerara B neTposieiHOM 3¢upe ¢ mosydeHueM TpeT-Oytun 3-[(5-
OpoM-3-3THTIHpa3uH-2-1i)OKCH |TupposauH- 1 -kapookcunara (A109) (290 mr, 61%) B BuIe
xentoro macma. MC m/z 372,3, 374,3 [M+1]". '"H SIMP (400 MTI'n, mermncynbdokcna-dg) &
8,24 (c, 1H), 5,49-5,42 (m, 1H), 3,63-3,55 (m, 1H), 3,50-3,32 (M, 3H), 2,71 (x, J=7,6 'y, 2H),
2,18-2,10 (m, 2H), 1,40 u 1,39 (¢, 9H), 1,16 (T, J=7,6 'y, 3H).

ITpomexytounoe coequHeHue A110

3-(5-6poM-3-MeTOKCHUTHPa3uH-2-UIIAMHHO )ITUPPOIHINH- 1 -kapOokcuar
Boc
L

Br

CrnenoBanu mpouenype sl MPOMEXKYTOYHOro coenrHeHus: A96, omucaHHOMW BbILIE, C
nojiyueHueM 3-(5-0pom-3-MeTOKCHITUPA3HH-2-UIAMUHO ) IUpponuanH- 1 -kapbokcunara (0,70 T,
27% 3a nBa 3Tarna) B BUIE JKEJNTOTrO Macja u3 2-xyop-3-merokcunupasuna (1,00 r, 6,92 mmornb)
u Tper-Oytun 3-amuHONMUppouauH-1-kapobokcunara (A110) (1,30 r, 6,92 mmons). MC m/z
373,1,375,1 [M+1]*.

ITpomexyrounoe coenuHeHue Al11

Tper-OyTun 3-[(5-6pom-3-3ToKCHITpa3uH-2-1i1)aMUHO |TUPPOTUIHH- | -kapOoKcuaT
Br

NH"“\“{
Eoc-—N/J\N)\iPN
H D\l

CrnenoBanu mpouenype il MPOMEXKYTOYHOro coennHeHus: A96, onmucaHHOMN BbIlIE, C
NOJly4YeHUEM TpeT-OyTHI 3-[(5-6pom-3-3TOKCHNUPA3HH-2-UIT)aMHHO | TUPPOTUIUH- 1 -

kapOoxcmnara (0,52 r, 10% 3a 2 3Tana) B BUuAe KOPUYHEBOTO TBEPJOrO BEINECTBA U3 2-XJop-3-
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stokcurmpasuHa (1,70 r, 10,72 mmonb), Tper-OyTHa 3-aMHHONMPPOIUAMH-1-KapOoKcHIaTa
(A111) (2,20 1, 11,80 mmoiss). MC m/z 387,1, 389,1 [M+1]".

IIpomexyTouHoe coequHeHue Al12

TpeT-OyThi 3-((6-xn0p-2-(TpUPTOPMETII ) TUPUANH-3- U1 )OKCU ) TUPPOJIUAHH- 1 -
KapOoOKcHIaT
2y, ol
Boc -—NCl\G | N
FiC

Oran 1: B mepemermmBaemblii pactBop O-xsopnupuans-3-oma (2,00 r, 15,44 mmoinb) B
Boze (20 mur) nobasysun kapOonat Hatpus (3,30 r, 30,88 mmons) u #iox (3,90 1, 15,44 Mmoub)
npU KOMHATHOH Temrmepatype B armocdepe azora. [lonyueHHYHO CMech MepeMeInnuBaiud IMpH
KOMHATHOM Temrieparype B TedeHue 2 4. Cmech SKcTparnposainu stunaneratoM. O0bennHeHHbIe
OpPTaHUYECKHE CJIOW TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hall O€3BOAHBIM CyJb(arom
HaTpusi, PHIBTPOBAIN U KOHLIEHTPUPOBAJIH B BAKyyMe C MOJNy4EHHEM 6-XJIOP-2-HOATUPUINH-3-
ona (4,10 r, HeOUHUILIEHHBIH) B BUJE KeITOro TBepaoro semecrsa. MC m/z 255,9 [M+1]".

Oran 2: B cmeck 6-xyop-2-Hognupuans-3-oma (2,00 r, 7,83 mmons), Tper-Oytun 3-
THAPOKCUIHPpONUAnH- 1-kapOokcunara (1,60 r, 8,61 mmonb) u tpupenundochuna (3,10 r,
11,74 mmone) B Terparunpodypane (15 m) nobdasmsum nunsonpommnazoaudopmuar (2,40 r,
11,74 mmonp) ipu 0°C B armocdepe azora. [TonyueHHYIO CMeCh epeMeIInBaIy IpyU KOMHATHON
TeMIiepatype B TeueHue 16 4. PeakIIMOHHYIO CMeChb KOHLEHTpHpOBaiu B BakyyMe. OcTaTok
OUHIIAIN TIOCPENCTBOM OOpaieHHO-(ha30BoH KOJOHOUHOUM (udmi-xpomarorpadhun ¢ 5-90%
alleTOHUTpUJIA B  BOle C  ronydeHueM  Tper-Oytun  3-((6-xmjop-2-Honnupuans-3-
WJT)OKCH ) Tupponuans-1-kapookennara (1,50 r, 22% 3a 2 srana) B Buzpe 0Oeloro TBEpAOro
semectsa. MC m/z 425,0 [M+1]".

Oran 3: B cmech ¢propuna xamums (0,15 r, 2,59 mmonb) u fioguna meau (I) (0,49 r, 2,59
MMOJIb) B 1-metun-2-mupponuauaone (10 mn) u N, N-mumerundopmamuzne (10 mut) nobassu
Tper-OyTrn  3-((6-xJ10p-2-HoanupuanH-3-11)OKCH ) TP ponuanH- 1 -kapookcmnar (1,00 r, 2,36
MMoJb) U (Tpudtopuamernnm)rpumerwicwiad (0,33 1, 236 MMOJb) NpPH KOMHATHOMH
temrieparype B armochepe azora. Cmecy mnepememmBanmu npu 70°C B TeueHuwe 3 .
PeakunoHHy0 cMech pPa3BOAWIM BONOW M oOpabarbiBad THAPOKCHUAOM aMMoHHsA. (Cmech
sKcTparupoBanu stiinaneratoM. OOBeNUHEHHbIE OPraHUYEeCKHE CJIOM TPOMBIBAIN COJEBBIM
pactBopoM, cymin Haa 0e3BopHbM NaxSOy. Tlocne punsrpannu GuabTpaT KOHIEHTPHUPOBAN
B BakyymMe ¢ noaydeHueM  Tper-Oytun  3-((6-xjop-2-(TpudTopMeTH)mupuanH-3-
WT)OKCH)TUppouanH- 1-kapbokcunata (A112) (800 ™r, HeOUYHMINEHHBIH) B BHAE JKEITOTO
TBepaoro Bemectsa. MC m/z 367,1 [M+1]*. '"H IMP (400 MI'n, mernicymnbdokcua-de) & 8,01
(n, J=8,8 T', 1H), 7,84 (x, J=8,8 I'y, 1H), 5,30-5,28 (m, 1H), 3,60-3,38 (M, 3H), 3,31-3,23 (M,
1H), 2,29-2,01 (m, 2H), 1,39 u 1,37 (¢, 9H).

ITpomexyTouHoe coeauHeHue A113

Tper-OyTun 3-(4-0pom-2-drophenokcn)muppoauans-1-kapookcunar
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B pactBop 4-Opom-2-¢propdpenona (500 wmr, 2,62 wmmomb), Tper-Oytun @3-
THAPOKCUNUPPOIHANH- 1-kapOokcunara (490 mr, 2,62 mmonb) u Tpudenmnpochuna (1030 wmr,
3,93 mmoib) B Terparuapodypane (5 mi) nodasssin auusonponuiazoaudopmuar (794 wmr, 3,93
mmoub) npu 0°C B armocdepe asora. IlonyueHHYI0 CMeCh NepeMelIMBaId NPH KOMHATHOM
temneparype B TedeHne 4 4. CMech pa3BOAMIM OTHJIALIETATOM, MPOMBIBATIH COJIEBBIM
pactBopoM. OpraHUYecKHid CJIOH CyUIMIN Haa Oe3BONHBIM CyJb(aToM HaTpusi, GUIBTPOBAIH U
KOHLIGHTPUPOBAIM B Bakyyme. OCTaTOK OYMIMAIKA TOCPEACTBOM KOJOHOYHOH  (pyiamm-
xpomarorpaduu ¢ 0-30% sTHnaneraTa B IETPOJEHHOM dupe ¢ nosyueHueM Tper-Oytui 3-(4-
opom-2-dpropdeHokcu)mupponuaui-1-kapobokcunara (A113) (855 mr, 90%) B BUIEe TPsI3HO-
6enoro macna. MC m/z 360,2, 362,2 [M+1]".

[Tpomexyrounoe coequHenue Al14

1-[3-[(5-6pom-3-xopriupa3uH-2-11)OKCH |TUPPONTUANH- | -UIT |3 TaHOH
Cl O
O
N
AN
Br

Oran 1: B pacteop 3-xnmopnupasus-2-amuHa (5,00 r, 38,60 MMounb) B aneronutpuie (50
i) poGasismn N-Opomcykumaumun (10,30 r, 57,89 mmonb). Cmech nepememuBaiud Mpu
KOMHAaTHOH TeMmnepatype B TeueHue 2 4. (CMecp pa3BOAMIM BOAOH M 3KCTParupoBaH
stunaneratoM. OpraHu4decKkui cIoi Cymuian Haj 0e3BOAHBIM CYJb(aTOM HATpUs, PUIBTPOBAIN
¥ KOHLEHTPHPOBaIM B BakyyMme. OCTaTOK OYHIIAIM TOCPEACTBOM KOJOHOYHOW (himomi-
xpomarorpadguu ¢ 0-80% »sTunanerata B mNeTposieiHOM 3¢upe ¢ mnoaydeHueM S-Opom-3-
xJjopnupasun-2-amuna (2,10 r, 10,70%) B Buze sxentoro TBepaoro Bemectsa. MC m/z 2081,
210,1 [M+1]".

Oran 2: B cmech 5-Opom-3-xioprnupasun-2-amuna (5,00 r, 23,99 mMmonb) B CepHOM
kucyore (50 mir) memyieHHO nobaBisun pactBop Hutputa Hatpus (1,80 r, 26,38 MMonb) B Boae
(15 mn) mpu 0 °C. Cmech MENIEHHO HArPEBAIM IO KOMHATHOM TEMIIEpaTypbl B TedeHue 16 d.
Cwmech sKcTparupoBainu 3tujaneraroM. OpraHuyecKuil CJI0H MPOMBIBAIN COJIEBBIM PAaCTBOPOM.
Opranmdeckuii CJOW Cymmian Hax Oe3BOAHBIM Cyidb(paToM HaTpus, (QUIBTPOBAIH H
KOHLIEHTPUPOBAJIM B BakyyMe C MoJydeHHeM S5-Opom-3-xijoprnmpasun-2-onma (2,10 r, 42%) B
BHJE skenToro Teepporo Bemectsa. MC m/z 2089, 3109 [M+1]". 'H samp (400 MI,
metmicynbhokcua-ds) 6 13,09 (¢, 1H), 7,93 (¢, 1H).

Oran 3: B nepememnBaemyro cMech S-Opom-3-xnopnupaszus-2-omaa (0,80 r, 3,82 Mmmonb),

Tper-Oytun  3-rupgpokcunupponuanH-1-kapookcmmara (0,71 382 wmmomb) u

tpudennndochuna (1,50 r, 5,73 mmons) B Terparunpodypane (10 mu) xamsmu no0aBisun
mumsonponmnazonupopmuar (1,20 r, 5,73 mmonp) mpu 0°C B atmocdepe azora. Cmech

nepeMeInuBaid NpU KOMHATHOH TemriepaTtype B TedueHue 16 4 B atmocgepe aszora. Cmech
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KOHLEHTpUpoBaIM B Bakyyme. OCTaTOK O4YMINANN TOCPEACTBOM KOJOHOYHOH  (pyamm-
xpomatorpadun ¢ 0-50% sTunanerara B neTposieiHOM 3¢upe ¢ mosyueHuem Tper-OyTu 3-[(5-
Opom-3-xnopnupasuH-2-ui)okcu | nmupponunuH- 1-kapookcunara (0,35 r, 24%) B BHAe rpsi3HO-
6enoro Tepnoro Bemectsa. MC m/z 378,0, 380,0 [M+1]".

Oran 4: B pactBop Tper-Oytrn 3-[(5-Opom-3-Xiopnupa3nH-2-uit)OKCH | TUPPOITUANH- 1 -
kapOokcunara (450 mr, 1,19 mmonb) B auxynopmerane (8 mu) noOaBisyid TPUPTOPYKCYCHYIO
KHUCJIOTY (4 mul). 3aTeM cMech NepeMellnBalId MPU KOMHATHOM TemIepaTtype B TeUeHue 2 .
CMech KOHLEHTPUPOBAJIU B BaKyyMe C MOJyuYeHHEeM S-Opom-3-xjop-2-(mupponuanH-3-
wiokcu)nupasuHa (350 mr, HeowwineHHBIH) B Bume skentoro macia. MC m/z 2781, 280,1
[M+1]*.

Oran 5: B pactBop 5-Opom-3-xmop-2-(mupponuans-3-wiokcu)nupasusa (331 mr, 1,19
MMOJIb) U TpudTHiIamMuHa (241 wmr, 2,38 MMoub) B aneroruTpuiie (4 Mi) 1OOABISLITN YKCYCHBIH
aaruapun (146 mr, 1,43 mmonp). CMmech mnepemMelmuBaid NPU KOMHATHOH TeMIieparype B
teueHne 2 4. CMech KOHIEHTpUpPOBAIM B BakyyMme. OCTaTOK OYHINAIH MOCPEICTBOM
KOJIOHOUHOM (puatu-xpomaTorpaduu ¢ 0-15% meraHosa B METHIICHXJIOpUAE ¢ odydeHueM 1-[3-
[(5-6pom-3-xnoprnupasus-2-uin)oKcH |[mupponuaus- 1-min|staHoHa (A114) (342 wmr, 89% 3a 2
sTama) B Buiae sxeiaroro macma. MC m/z 320,1, 3221 [M+1]%. 'H samp (400 MI,
metmicynbhokcun-de) 6 8,47 u 8,46 (¢, 1H), 5,61-5,48 (m, 1H), 3,84-3,80 (M, 1H), 3,74-3,49 (m,
3H), 2,31-2,13 (m, 2H), 1,92 u 1,91 (c, 3H).

IIpomexyTouHoe coequHenue Al15

1-[3-[(6-6pom-2-MeTHunnupuANH-3- UIT)OKCH | TUPPOTUANH- | -1 |3TaHOH
O
Q
N
N “‘; C A
r

Oran 1: B pactBop 6-0pom-2-meTunnupunaun-3-ona (500 mr, 2,66 MMOJIb), TpeT-Oy T 3-

B

THIPOKCUTHPPONUANH- 1 -kapOokcunara (498 mr, 2,66 mmoib) u Tpudenunpochuna (1046 wmr,
3,99 mmosb) B Terparuapodypane (10 M) MemneHHO A00aBISLTN AUM3ONponUiazoaudopmMuar
(806 wmr, 3,99 Mmonb) npu 0 °C. Cmech nepeMennBaju NPy KOMHATHON TEMIIEPATYPE B TEUEHHE
4 4y B atmocepe azora. CMech KOHIEHTPUPOBAIH B BakyyMe. OCTaTOK OYHINAIN ITOCPEACTBOM
KOJIOHOYHOH (iaui-xpomarorpaduu ¢ 0-50% sTunanerarta B neTposieiiHOM 3dupe ¢ noay4eHuem
Tper-OyTrn  3-[(6-OpoM-2-MeTHIMTUPUANH-3-WIT)OKCH |THPpOTUAnH- 1 -kapbokcmnata (900 wr,
95%) B BuAe xkenroro maciaa. MC m/z 3573, 359,3 [M+1]".

Oran 2: B pacteop Tper-Oytrn 3-[(6-0pom-2-MeTUnupuIuH-3- 11 )OKCH | TUPPOITHINH- 1 -
kapookcminara (500 mr, 1,40 Mmonb) B guxjopmerane (6 mu) mobaBisui TPUPTOPYKCYCHYIO
kuciory (2 mu). CMeck mepeMernnBaiy NpyU KOMHATHOH Temmeparype B TeueHue 2 4. Cmech
KOHLIGHTPUPOBAIM B  BakyyMeé C  TOJy4eHHeM  6-0pom-2-merwi-3-(mupponuanH-3-
wiokcn)mupuauHa (700 Mr, HeouwIeHHbIH) B BHue skentoro macia. MC m/z 257,1, 259.1
[M+1]".

Oran 3: B pactBop 6-Opom-2-meTni-3-(muppoiauans-3-uiaokeu)nupuausa (360 mr, 1,40

MMOJIb) U TpudTHiIamMuHa (283 wr, 2,80 MMounb) B aneroHuTpuiie (4 mMi) 1oOaBIIsAIN YKCYCHBIN
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aaruapun (172 mr, 1,68 mmonp). Cmech mnepememuBaiu IPU KOMHATHOH TeMIiepaTtype B
TedyeHne 2 4. CMecp KOHLEHTpUpOBaJuM B BakyyMe. OCTaToOKk O4YMINAIM IOCPENCTBOM
KOJIOHOUHOH (puain-xpomatorpaduu ¢ 0-15% meraHona B METHIIEHXJIOpUAE € odydeHueM 1-[3-
[(6-Opom-2-meTunnupuauH-3-11)oKcH Jmupponuan- 1-un)aranona (A115) (415 mr, 99% 3a 2
stara) B Bume skenroro macia. MC m/z 2992, 3012 [M+1]*. 'H SIMP (400 MIT,
metuicynbhokcua-dg) 6 7,43-7,41 (m, 2H), 5,14-5,05 (m, 1H), 3,82-3,53 (m, 4H), 2,30 u 2,29 (c,
3H), 2,25-2,02 (m, 2H), 1,93 u 1,91 (c, 3H).

IIpomexyrouHoe coequHenue A116

1-[3-[(2-xnop-6-HioanmupUIUH-3-1JT)OKCH | TUPPOTUANH- | -1JT |3 TaHOH

Cl O
oAt

I ~

Oran 1: B pactBop Tper-Oytuin 3-(2-x10p-6-HONMUPUANH-3-UIOKCH )TUPPOITUINH- 1-
kapbokcmnara (300 mr, 0,70 mMmonb) B auxjopmerane (3 mu) nodaBisin TPUGTOPYKCYCHYIO
kuciory (1 mu). Cmecy mepemernBaiy mpyu KOMHATHOH Temneparype B TedeHue 1 4. Cmech
KOHLIEHTPUPOBAJIU MIPU MOHWKEHHOM JaBJIEHUH C TIOJY4YEeHUEM 2-XJop-6-ion-3-(mmpponuan-3-
wiokcH)mupuauHa (220 Mr, HEOUHIIEHHBIHN) B BUIE *KeJITOro TBepAoro semectsa. MC m/z 325,0
[M+1]".

Oran 2: B pactBop 2-xmop-6-iion-3-(mupponuans-3-unokcn)nupuansa (210 mr, 0,65
MMOJIb) U TpusTHiIamuHa (196 wmr, 1,94 mmonb) B anerorutpuiie (2 mMi) 10oOaBIIAIN YKCYCHBINA
auruapun (132 mr, 1,30 mmonp). Cmech mnepememnBaiu IpPU KOMHATHOH TemIieparype B
TedeHne 3 4. PeaknMOHHYI0 CMeCh KOHLEHTPUpOBAIM B Bakyyme. OCTaTok OYHIIAIN
MOCPECTBOM KOJOHOYHOH (mui-xpomarorpaduu ¢ 0-90% sTunaunerara B neTposieitHoM 3¢upe
¢ mnoaydeHueMm 1-[3-[(2-xnop-6-tionnupuauH-3-un)okcu |muppoauaus- 1-uilstanona (A116)
(150 wmr, 58% 3a 2 srama) B Buae sxearoro mMacia. MC m/z 367,0 [M+1]*. '"H SIMP (400 MI'y,
metuicynbhokeun-de) & 7,81 u 7,80 (m, J=8,4 I'u, 1H), 7,47 u 7,46 (n, J=8.,4 T'u, 1H), 5,29-4,98
(m, 1H), 3,89-3,46 (M, 4H), 2,25-2,01 (M, 2H), 1,98 u 1,93 (¢, 3H).

IIpomexyrounoe coequHeHue A117

1-(3-((6-xy0p-2-(TpUHTOPMETHIT ) TUPUIUH- 3 - UJT )OKCH ) TUPPOSTUAUH- | -UjT)3TaH- 1-0OH

Cl
L f’g
0 2 M
Fi

CrenoBanu nponenype IJsl MPOMEKYTOYHOro coenuHeHuss A116, omucaHHON BbIlIE, C
nonydeHueM  1-(3-((6-xmop-2-(TpudTOpMETHUIT) TUPUAHH-3- U1 )OKCH ) TUPPOTHINH- 1 -un)3Tas- 1-
oHa (A117) (270 mr, 74% 3a 2 »Tama) B BUIE JKEITOrO Macia u3 Tper-Oytun 3-((6-xyop-2-
(Tpu(TOPMETHIT) TUPUAMH-3-WJT)OKCH)TUPPOIUauH- 1 -kapGokcunara. MC m/z 309,1 [M+1]".

IIpomexytounoe coenuHeHue A118

N-[2-[(5-Opom-3-MeTunnupa3uH-2-uia)oKcH |31 | -N-MeTHnaneTaMmua
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Oran 1: B pactop 5-Opom-3-meTunmnupasus-2-ona (500 mr, 2,65 mmons), Tper-OyTii N-
(2-runpoxcmyTiun)-N-Metunkapbamara (464 mr, 2,65 mmonb) u Tpudenmnpocpuna (1040 wmr,
3,97 mmonb) B Terparuapodypane(10 mu) mobasnsnu aumzonponunazogudopmuar (802 wmr,
3,97 mmounp) nipu 0°C B atmocepe azorta. [TonydeHHYI0 CMeCh MepeMEeLIBaIN TPU KOMHATHOM
temneparype B TeueHue 4 4. CMmech pa3BOAMJIM HTHJIALETATOM M TNPOMBIBAIH COJIEBBIM
pactBopoM. OpraHUYecKHid CJIOH CyLIMIN Haa Oe3BONHBIM CyJb(aToM HaTpusi, GUIBTPOBATIH U
KOHLIEHTPUPOBAIM B Bakyyme. OCTaTOK OYMIMAIHM TIOCPEACTBOM KOJOHOYHOH  (pyiamm-
xpomarorpaduu ¢ 0-50% sTunanerara B neTpojeiHoM 3¢upe ¢ nmonyueHuem tper-Oytuin N-[2-
[(5-O6pom-3-meTunnupa3us-2-ui)okcH |31 | -N-metunkapbamara (626 mr, 68%) B BUAE JKENTOrO
macia. MC m/z 346,2, 348 2 [M+1]".

Oran 2: B pactBop Tper-Oytun N-[2-[(5-Opom-3-meTrnnupasuH-2-mi1)oKcH |3Tui|-N-
metmikapbamara (600 mr, 1,73 Mmounb) B nuxiopmerane (6 mi) 1oOaBsuH TpUPTOPYKCYCHYIO
kucinoty (3 mur). 3areM cMech NepeMeIluBaId NMPU KOMHATHOW TeMIepaTtype B T€YeHue 2 .
CMech KOHIIGHTPHPOBAJIM B BakyyMe ¢ mosydeHuem [2-[(5-Opom-3-meTminupa3uH-2-
wi)okcH [arui|(metmn)amuHa (750 Mr, HeOUHMIEHHBINH) B BHIE *xkentoro Macia. MC m/z 246,1,
248,1 [M+1]".

Oran 3: B pactBop [2-[(5-Opom-3-mermnnupasuH-2-min)okcu |3t |(mMeTmn)amuna (426
mr, 1,73 mmonb) u TpusTUiaamuna (350 mr, 3,46 mmonb) B aueroHuTpmie (5 mu) moOaBisiu
ykcycHbpli anrugapun (212 wmr, 2,08 wmmonb). Cmech mnepeMelnnBajy NpU KOMHATHOM
temneparype B TedeHue 2 4. CMechb KOHLEHTpUpPOBaNM B BakyyMe. OCTaTOK OYMIIAIN
HIOCPEICTBOM KOJIOHOYHOW (udm-xpomatorpadguu ¢ 0-15% meraHona B METHIIEHXJIOpUIE C
nojyueHueM  N-[2-[(5-Opom-3-merunnupasus-2-un)okcu |3tun|-N-merunaueramuna  (A118)
(490 wmr, 98% 3a 2 sTama) B Buze xkenroro mMacia. MC m/z 288,2, 290,2 [M+1]". 'H ssMmP (400
MTI1, metuncynbdokcun-ds) & 8,23 u 8,21 (¢, 1H), 4,43 (1, J=5,4 T'u, 1H), 4,38 (1, J=5,4 T'Ly,
1H), 3,73 (1, J=5,4 I'u, 1H), 3,65 (1, J=5,4 'y, 1H), 3,04 u 2,85 (¢, 3H), 2,37 u 2,36 (¢, 3H), 2,05
u 1,97 (c, 3H).

ITpomexyrounoe coequHeHue A119

5-6pom-3,3-gumernn-2H-u3onnnomn-1-oxn
0

HN

Br

Oran 1: B pacrBop merun 4-Opom-2-mermnbenszoara (5,00 r, 21,83 mmonp) B
terpaxiopune yriepona (50 mu) mobaemsuim N-Opomcykumammun (3,90 r, 21,83 mmonb) u
azonum3o0yruponutpui (0,36 r, 2,18 mmone). Cmeck nepemerianu rpu 80°C B Teuenue 16 u.

Tsepabie BemiectBa OTGUIBTPOBbIBANU. PUIbTpAaT KOHLEHTpUpOBaiu B Bakyyme. OcraTok
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OUWIIAIA TIOCPEICTBOM KOJIOHOYHOU (umui-xpomarorpaduun ¢ 0-60% sTunamerata B
neTposieHoM >dupe ¢ nojaydeHneMm meTmn 4-6pom-2-(Opomomermn)densoara (4,50 r, 67%) B
Buze Genoro TBepaoro semecrsa. MC m/z 307,2, 309,2 [M+1]".

Oran 2: B pactBop merun 4-6pom-2-(6pomomernn)oensoara (4,50 r, 14,60 mmonb) B
terparunpodypane (100 mn) nobasnsuu (4-metokcudenmn)meranamut (2,20 r, 16,06 MMoIb).
Cwmecp nepemennBanu npu 80 °C B reueHue 2 4. CMech KOHLEHTPUPOBAIU B BakyyMe. OcTaTok
OYMIIAIM TIOCPENCTBOM KOJIOHOYHOH Qummu-xpomarorpapuu ¢  0-50% sTunanerata B
neTposieHoM 3dupe ¢ noayderuem S-Opom-2-[(4-meTokcudenmn)merun|-3H-u3onnnomn-1-oxa
(2,70 r, 56%) B Bune Genoro Teepaoro emectsa. MC m/z 3324, 334,4 [M+1]". 'H saMmP (400
MTI1, metuncynsdpokcun-deg) & 7,81 (n, J=1,8 T'u, 1H), 7,72-7,61 (m, 2H), 7,25-7,17 (m, 2H),
6,95-6,86 (M, 2H), 4,64 (c, 2H), 4,32 (¢, 2H), 3,73 (¢, 3H).

Oran 3: B pactBop 5-Opom-2-[(4-metokcudenmn)mernn|-3H-uzonnnon-1-ona (500 mr,
1,51 mmonp) B Terparunpodypane (5 mi) nodasisumu ruapua Hatpus (108 mr, 2,70 mmoins, 60%
B muHepaigbHOoM Macie) npu 0 °C. Ilocne mepememmBanus npu 0°C B Teuenwe 30 MuH B
BBILIEYKA3aHHYIO cMech nob0aBisum oamerad (641 mr, 4,52 mmonb) npu 0 °C. 3atem cmech
Harpesanu 710 70°C B TedyeHue 16 4. PeakIIMOHHYIO CMeCh racHiM BOAOW U 3KCTParupoOBaJIH
stunaneratoM. OpraHuYecKui CIoH Cymmin Hag Oe3BOAHBIM CYJIb(aTOM HATpPUs, PHIBTPOBAIN
U KOHIEHTpPHpOBaNM B BakyyMe. OCTaToOK OYHMINAIM TOCPEACTBOM KOJOHOYHOW (pdI-
xpomarorpadpuu ¢ 0-50% sTHnanerara B neTposieiiHOM >dupe ¢ monyueHueMm S-Opom-2-[(4-
meTokcudenmn)merw |-3,3- tumMeTin3onHaoa- 1-ona (470 mr, 87%) B BHIe JKEITOro Macla.
MC m/z 360,3, 362,3 [M+1]".

Oran 4: B pactBop 5-Opom-2-[(4-merokcuderun)mernn]-3,3-TMMeTUITN30HHI0- | -OHa
(500 wmr, 1,39 wmmomb) B  TpudTOpykcycHoi  kucmore (5 wmi)  nmobaBnsnm
TpupTopMeTaHcyIbhoHoByrO KucaoTy (0,50 mut). Cmech nepememmBanu npu 60°C B Teuenue 16
4. CMech KOHLEHTPUPOBAIH B BakyyMe. OCTaTOK OYMINANN MOCPEACTBOM KOJIOHOYHOH (udin-
xpomartorpaduu ¢ 0-40% »sTunanerara B neTpojeitHoM 3¢dupe ¢ mojydeHueM S5-0pom-3,3-
numetwin-2H-uzonnnon-1-ona (A119) (230 mr, 69%) B Buae xearoro Tepaoro Bemectsa. MC
m/z 240,1, 242,1 [M+1]".

ITpomexyrounoe coequHeHue A120

1- (3 ((5 OpOM-3-METOKCUITUPA3HH-2-1JT)aMHHO )ITUPPOTHIUH- 1 -1iT)3TaH- 1 -0H
)Y \CN

CrenoBanu npoueaype IJisi MPOMeKYTOUYHOro coeanHenust A116, onvucaHHOHN BbIIIE, C
MOJy4YeHUEM 1-(3-((5-OpoM-3-MeTOKCHUITNPAa3HH-2- U1 )JaMHHO )TUPPOJIUANH- | -11)3TaH- 1 -OHa
(A120) (200 wmr, 29% 3a 2 stama) B BHue >kenToro macia u3 Tper-Oyrun 3-[(5-Opom-3-
METOKCUITHPA3UH-2-IT)aMUHO |muppouauH-1-kapbokcunara (800 mr, 2,14 mmons). MC m/z
315.0, 317.0 [M+1]*. 'H SIMP (400 MI'u, metmncynbhokcun-dg) 6 7,71 u 7,70 (¢, 1H), 7,06 u
7,02 (m, J=6,4 I'u, 1H), 4,47-4,31 (m, 1H), 3,92 u 3,91 (c, 3H), 3,74-3,72 (m, 1H), 3,66-3,54 (m,
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1H), 3,50-3,36 (m, 1H), 3,28-3,23 (M, 1H), 2,23-1,95 (m, 2H), 1,93 u 1,90 (¢, 3H).
IIpomexyTouHoe coenuHeHue A121

Tper-OyTuin N-[2-[(5-Opom-3-3Trnnupa3nH-2-1i)oKcH |3t |kapOamar

N O

I V\NHBOC
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B pactBop 5-Opom-3-stmnmnmpasun-2-ona (300 mr, 1,48 mmonb), Tper-Oytmn N-(2-
rugpokcus T )KapOamara (238 wmr, 1,48 mmonb) u tpudenundocduna (581 mr, 2,22 MMoinb) B
terparuapodypane (3 mi) modasnsau auuzonponunazonupopmuar (448 mr, 2,22 MMOJb) MPU
0°C B armocdepe azora. CMech mepeMeInnBaii Npyu KOMHATHOW TeMIepaType B TEUEHHUE 3 4.
CwMmechb KOHLIEHTpHUPOBaU B Bakyyme. OcTtarok ounmamu nocpeactsoM (umni-kononku ¢ 0~30%
STUJIALIETATa B METPOJIEHHOM 3¢pupe ¢ monyueHrneM tper-OyTun N-[2-[(5-Opom-3-3TrnnupasuH-
2-um)okcu >t |kapdamara (A121) (200 mr, 39%) B Buae xenToro Teepaoro semecrsa. MC m/z
346,2, 348,2 [M+1]".

[TpomexyrouHoe coequHeHue A122

1-[3-[(5-6pom-3-3TrnmupaszuH-2-11)OKCH |TUPPONTUAHH- | -MIT|3TaHOH

b
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Oran 1: B pactBop tper-Oytun 3-[(5-Opom-3-sTunnupasus-2-uin)OKCH |TUPPOTUINH- 1 -
kapookcunara (730 mr, 1,96 mmone) B auxmnopmerane (14 mu) noGaBisuin TpUGTOPYKCYCHYIO
kucnoty (7 mu). CMech mepeMernnBajid NpU KOMHATHOH Temmeparype B TeueHue 1 4. Cmech
KOHLIEHTPUPOBAJIM B BaKyymMe C  mojdydeHuem  S-Opom-3-3Tui-2-(mupponuanH-3-
wiokcH)nupasuHa (533 Mr, HeouHIneHHbIH) B Buae »xentoro macia. MC m/z 2722, 2742
[M+1]*.

Oran 2: B pactBop 5-Opom-3-3Tun-2-(muppoaunus-3-unokcu)nupasuna (533 mr, 1,96
MMOJIb) U TpudTHIaMuHA (396 wmr, 3,92 MMoIb) B aneroHUTpHIIe (6 M) 10OABISUTH YKCYCHBIH
aaruapua (240 mr, 2,35 mMmonb) mpu KOMHATHOH Temmeparype. CMech mepemMernuBaiu MpH
KOMHATHOW Temriepatype B TedeHHe 3 4. CMmech KOHLEHTpPHpPOBadH B Bakyyme. OcraTok
OUWIIAA  TOCPEACTBOM KOJIOHOYHOW  (udm-xpomarorpadpuu ¢ 0~15% wmeranona B
MeTHwIeHxIopuae ¢ mnonyderneM 1-[3-[(5-Opom-3-3TunmupasuH-2-1i)OKCH |THPPOTUATH- 1 -
wi|s>taHoHa (A122) (580 mr, 94% 3a 2 stama) B Buze skentoro macna. MC m/z 314,2, 316,2
[M+1]*. HAMP 'H SIMP (400 MI'n, meruncynsbokenn-ds) & 8,25 (c, 1H), 5,60-5,41 (m, 1H),
3,87-3,47 (m, 4H), 2,72 (x, J=7,6 'y, 2H), 2,34-2,05 (M, 2H), 2,03-1,89 (¢, 3H), 1,17 (T, J=7.6
I'n, 3H).

IIpomexytouHoe coequHeHue A123

1-(3-(5-6pom-3-(TpuTopMETHIT)TUPA3HH-2 - UIOKCH )ITUPPOITUANH- | -HIT)3TaHOH
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Oran  1: B  pacrBop  Tper-Oyrun  3-(5-Opom-3-(tpudropmermn)nupasus-2-
WJIOKCH )TUPPOJIHINH- 1 -kapOokcuiara (200 mr, 0,49 MMoJb) B quxjopmerade (2 mMi1) 1o0aBIisiiu
TpudropykcycHyro kucnory (0,5 mu). CMmech mepeMerinBaiy NpyU KOMHATHOH TeMmIeparype B
teyeHre 2 4. CMech KOHIUEHTPUPOBAIU B BaKyyMe C TOJy4eHUEM S5-OpoM-2-(muppouanH-3-
WIOKCH)-3-(TpudTopmeri)nupasuHa (150 Mr, HeounIIeHHBIH) B BUAE KOpruuHeBoro macia. MC
m/z 312,0, 314,0 [M+1]".

Oramn 2: B pactBop 5-O6pom-2-(nupponuauH-3-unokcu )-3-(tpudropmeriun)nupasunra (210
mr, 0,67 mmonp) u TpusTIiamMuHa (204 wmr, 2,02 MMoib) B aueroHutpuie (3 min) 1o0aBisui
ykcycHbli anruapun (137 mr, 1,4 mmoinp). CMech nepeMernBaii Ipyu KOMHATHOH TeMIIeparype
B TeueHHe 2 4. PeakuMoHHYIO CMeCh pa3BOOWIM STHJIALETATOM W TPOMBIBATH COJIEBBIM
pactBopoM. OpraHu4ecKkuii CJIOW CYIIMIN Hax O€3BOOHBIM CYiIb(aTOM HATpus, GUIBTPOBATIH U
KOHLIEHTpUpOBAIM B BakyyMme. OCTaTOK OUYMINANK IOCPEACTBOM KOJOHOYHOH  (hiamm-
xpomatorpadun ¢ 0-80% sTunanerata B nerposneiiHom 3¢upe ¢ nomydernuem 1-(3-(5-6pom-3-
(TpudTopMeTII)IMPa3UH-2-UIOKCH ) IUPpOoNuaAnH- 1 -un)sranona (A123) (120 mr, 50%) B Buze
skenTtoro macaa. MC m/z 354,0, 356,0 [M+1]".

IIpomexyTouHoe coequHeHue A124

1-(3-(5-0pom-3-(TpuTopMETHIT)TUPA3HH-2 - UIOKCH )ITUPPOITUANH- | -1IT)3TEHOH

O
HN S
w
|

Oran 1: B pactBop wmerun 4-xjop-2-mermnbenzoara (1,00 r, 5,42 wmmonb) B
terpaxyopune yriaepoga (10 mu) nobasmsim N-Opomcykumaumua (1,10 r, 5,96 mmonb) u
azonumzo0ytuponutpui (0,09 r, 0,54 mmonb). Cmech nepemernuBanu npu 80°C B TeyeHue 2 .
Teepabie BemecTBa OTGUIBTPOBBIBAIN. PUIBTPAT KOHLEHTPUpPOBaIM B Bakyyme. OcraTok
OUHWIIAIA TOCPENCTBOM KOJIOHOYHOU (ummi-xpomatorpaduun ¢ 0-50% sTunamerata B
NEeTPONIEHHOM 3¢upe ¢ nojayderneM metun 2-(Gpomomern)-4-xnopbensoara (470 mr, 33%) B
Buze Oesoro TBepaoro Bemectsa. MC m/z 264,1, 266,1 [M+17".

Oran 2: Cmech metun 4-(6pomomeTiin)-6-xnoprupunus-3-kapookcunara (480 mr, 1,82
MMOJIb) U (4-mertokcudermn)meranamuHa (498 wmr, 3,63 mmonb) B Terparunpodypane (5 mi)
nepememmBaiu npu 80°C B Teuenne 3 4. CMmech KOHIEHTpUpPOBa W B Bakyyme. OcTarok
OUHWIIAIM TIOCPENCTBOM KOJIOHOYHOU (umm-xpomarorpaduun ¢ 0-60% sTunamerata B
neTposieiHoM »dupe ¢ mnoiaydeHueM O-xyop-2-[(4-metokcudenrn)merun |- 1 H-mupposo|3,4-
c]nupunun-3-ona (450 mr, 86%) B Buae Genoro Teepaoro Bemectsa. MC m/z 289,1 [M+1]". 'H
AMP (400 MI'u, meruncynbbokcun-deg) 6 8,76 (a, J=1,2 I'n, 1H), 7,78 (n, J=1,2 I'u, 1H), 7,28-
7,20 (m, 2H), 6,96-6,88 (M, 2H), 4,65 (c, 2H), 4,41 (c, 2H), 3,74 (c, 3H).
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Oran 3: B cmech 6-xyop-2-[(4-merokcudennm)merun]-1H-nuppono[3,4-cmupunus-3-
oHa (290 mr, 1,00 mmonb) B Terparunpodypane (3 mi) nodasmsanu rugpun Hatpus (72 mr, 1,80
MMoJib, 60% B munepaipHOM Maciie) ripu 0 °C. ITocne nepemernmBanust mpu 0°C B Teuenue 1 4 B
BBILIEYKA3aHHYI0 cMech aobasmsinmu Hoameran (214 wmr, 1,51 Mmonb) mpu KOMHATHOM
temneparype. CMech nepeMernyBail NpU KOMHATHOM Temmeparype B TeueHue 2 4. Cmech
racHJI BOJIOH M SKCTparupoBaiy stuianeratoM. OpraHuueckuii cioi CyLIIMian Hajx O€3BOJHBIM
cynbparoM Hatpus, (QUIBTPOBAIM M KOHLEHTpUpOBaIM B BakyyMe. OcCTaTok ouuInanu
MOCPENCTBOM KOJIOHOUHOM (mii-xpomarorpaduu ¢ 0~30% stunanerara B meTpojeitHoM d¢upe
C mnojydeHueM O-xjop-2-[(4-meTokcudpenua)merun|-1,1-numerunnupponol|3,4-c|nupunuH-3-
ona (140 mr, 44%) B Buzne 6enoro Teepaoro semectsa. MC m/z 317,1 [M+1]".

Oran  4: Cwmecp  6-xy0p-2-[(4-merokcudennn)mern]-1,1-mumermamupposno|3,4-
clmupunun-3-osa (120 wmr, 0,38 wmmosb) B TpupTOPyKCYyCHOH Kuciaore (2 ™iI) W
Tpudropmerancynpponosoi kuciore (1 min) nepememuBanu npu 80°C B Teuenue 4 4. Cmech
KOHLIGHTPUPOBAIA B BakyyMme. OCTaTOK NOAIIENaYHBAN HACBHIICHHBIM BOJHBIM PacTBOPOM
OukapOoHaTa HaTpuUs W SKCTparupoBaiu STunaneratoM. OpraHMuecKdil CJIOH CYIIMIN Hax
0e3BogHBIM Cysb(aTOM HaTpus, PUIBTPOBAIN M KOHLEHTPUPOBAIH B BakyyMme. OcraBiniics
NPOAYKT OYHUINAIH MOCpencTsoM ¢usui-xpomarorpaduu ¢ 0-20% meraHosa B METHIICHXJIOPHIE
¢ nonyueHueM 6-xyop-1,1-gumerun-2H-tmmppono|[3,4-c|nupuans-3-ona (A124) (60 mr, 81%) B
BUJIE KOPUYHEBOTO TBepaoro Bemmecrsa. MC m/z 197,0 [M+17".

IIpomexyTouHoe coequnenue A125

3-6pom-5,5-ngumerun-6H-nuppoino[3,4-b]nupuaus-7-on
&

HN
=N

"
Br

Oran 1. B nmepeMemuBaeMyro CMeChb METHJ S5-OpOM-3-MEeTHIMUPUINUH-2-KapOOKCcHIaTa
(2,00 r, 8,69 Mmmonb) 1 azoguuzodyTuponurpmia (0,14 r, 0,86 MMoIB) B TETpaxjaopuae yrieponaa
(20 my) nobGasnsmm N-Opomcykimanmua (1,90 r, 10,43 mmonb). Cmech mepeMeInuBaii MpH
80°C B Teuenune 16 4. Teepzaple BemmecTBa OTGUIBTPOBBIBAIN. DHIBTPAT KOHLEHTPUPOBAIU B
Bakyyme. OCTaTOK O4YMINAIA TOCPEACTBOM KOJOHOUHOH (udmi-xpomartorpadpuun ¢ 0~30%
STUJIALIETATa B METPOJICHHOM 3upe ¢ MOJydeHHEeM METHI S-Opom-3-(OpoMoMeTHIT)TupuIuH-2-
kap6okcunata (1,90 r, 71%) B Buge Genoro Teepaoro semectsa. MC m/z 310,0 [M+1]".

Oran 2: Cmece mMetun 5-6pom-3-(6Gpomomerwn)mupunuH-2-kapookcumnara (1,90 r, 6,21
MMOJIb) U (4-merokcupennn)meranamuna (1,70 r, 12,43 mmonp) B Terparunpodypane (20 m)
nepememmBaan npu 80°C B teuenue 16 4. CMmech KOHUEHTpUpOBaIU B Bakyyme. OcCTaTok
OUHWINAIM TOCPEACTBOM KOJIOHOYHOUW (umm-xpomarorpapuu ¢  0~70% sTunanerata B
neTposieiHoM 3¢upe ¢ mnonydeHueM 3-Opom-6-[(4-meTokcudenmn)meri|-SH-muppoino|3,4-
boupuann-7-ona (1,50 1, 72%) B BUAe xenaroro TBepmoro Bemectsa. MC m/z 333,2, 335,2
[M+1]*. 'H sIMP (400 MI'u, metuncynbdoxrcun-de) 6 8,84 (m, J=2,0 I'u, 1H), 8,35-8,29 (m, 1H),
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7,29-7,21 (m, 2H), 7,02-6,88 (M, 2H), 4,69 (c, 2H), 4,35 (¢, 2H), 3,74 (¢, 3H).

Ortan 3: B pactBop 3-Opom-6-[(4-merokcudennn)mermn|-SH-muppono[3,4-b mupunun-7-
oHa (500 wmr, 1,50 mmorb) B Terparuapodypane (5 mi) nobasnsinu rugpun Hatpus (144 mr, 3,60
mMoitb, 60% B mMunepanbHoM Macie) npu S5 °C. Tlocne nepememnBanus B TedeHne 30 MUH B
BBILIEYKA3aHHYIO cMech nobasisut fiogmeran (1,30 r, 9,00 mmosb). Cmech nmepemMernnBaiy npu
70°C B TeyeHue 5 4. CMech racuiam BOJOM M SKCTparupoBaju 3TuianeraroM. OpraHudeckui
CIOW cymmnu Hajx Oe3BOAHBIM Cynb(haToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIU B
Bakyyme. OCTaTOK OYHINAIH IOCPEACTBOM KOJOHOYHOM (udmi-xpomartorpadpun ¢ 0~100%
JTUALleTaTa B MeTpoJieiiHOM d(dupe ¢ monydeHueM 3-Opom-6-[(4-MeTokcudpeHmn)MeTmn|-5,5-
aumetrmupposio[ 3,4-bmupunun-7-ona (0,53 r, 98%) B Bune »enroro macna. MC m/z 361,2,
363,2 [M+1]".

Oran 4. PactBop 3-Opom-6-[(4-merokcudenun)merun]-5,5-numeTuanuppoo| 3,4-
blmupumun-7-osa (570 wr, 1,58 wmmonb) B TpudTOpyKCycHOW Kkuciore (6 M) U
Tpudropmerancynpponosoi kuciote (0,60 mi) nepemermnsany npu 80°C B reuenne 4 4. Cmech
KOHLEHTpUpOoBaIH B BakyyMe. OcTaTok ouMimanu mnocpenctBoM ¢isu-kojgoHku ¢ 0~10%
METAaHOJIa B METUJICHXJIOPHUJIE C MONydeHueM 3-0pom-5,5-gumerun-6H-muppono|3,4-b | mupunun-
7-oHa (A125) (360 mr, 95%) B BUOe kKopuuHeBOro TBepmoro Bemectsa. MC m/z 241,1, 2431
[M+1]*. '"H AMP (400 MTI', metmiicynbdokcua-de) 6 9,15 (¢, 1H), 8,81 (x, J=2,0 I'u, 1H), 8,55
(n, J=2,0 'y, 1H), 1,47 (c, 6H).

IIpomexyTouHoe coequHeHue A126

I-[BR,4R  u 38§,4S)-3-[(5-6pom-3-meTunnupasnuH-2-min)okcu |-4-propnupponuaus- 1-

WJ1|3TaHOH
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Oran 1: B pactBop 5-Opom-3-merunnupasun-2-ona (200 mr, 1,06 Mmounb), TpeT-OyTuin
(3R,4S wu 3S,4R)-3-dpTop-4-runpoxkcunuppoiaunus- 1-kapookcunara (239 wmr, 1,16 mmonb) u
tpudpennndochuna (416 wmr, 1,58 wmmonb) B Terparuapodypane (5 wmn) pmobaisuim
nuusonponunazonudopmuar (321 mr, 1,59 mmons) mpu 5 °C. CMech nepeMemmBani Npu
KOMHATHOU TemrepaType B TedeHune 16 1 B atMocepe a3ora. PeakIMOHHYIO CMeCh Pa3BOIIIIU
BOJIOW W O3KCTparupoBaiu sTianeratoM. OpraHuYecKud CJOW Cymwiud Hajg Oe3BOIHBIM
cynab(aroM HaTpus, (UIBTPOBAIM W KOHLEHTPHPOBATM B BakyyMme. OCTaTOK O4YMINAIH
MOCPEICTBOM KOJIOHOUHOH (ham-xpomarorpaguu ¢ 0-100% »>Tunanerata B METPOICHHOM
sa¢upe ¢ nomyuerueM Tpet-OyTii (3R,4R u 3S,4S)-3-[(5-6pom-3-meTrnnupa3uH-2-min)okcu|-4-
droprmpponunus-1-kapdokcunara (300 mr, 75%) B Buge 6ecuserHoro macna. MC m/z 376,1,
378,1 [M+1]".

Oran 2: B pactBop Ttper-Oytun (3R,4R wu 3S,45)-3-[[5-(7-xn0p-1H-urnon-3-mn)-3-
METHINHUPa3uH-2-ui|okcu|-4-propnupponuans- 1-kapbokcunara (210 wmr, 0,55 wmmonb) B

nuxjiopmetane (3 mur) nobasysmu TpudTopykcycHyro kucioty (1 mu). Cmech nmepeMemmnBain
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IpU KOMHATHOW Temrepatype B TedeHne 2 4. Cmech KOHLEHTPHPOBAJIH B BaKyyMe C
nonyuenuem 7-xyop-3-(5-[[(3R,4R u 3S,4S)-4-propriupponuans-3-mi|okcH|-6-MeTHImupa3uH-
2-un)-1H-uanona (230 mr, HeouwuieHHBIN) B Bune xenroro macia . MC m/z 276,0, 278,0
[M+1]".

Oran 3: B pacrBop 5-O6pom-2-[[(3R,4R wu 38S,4S)-4-¢propnupponauaun-3-unjokcu]-3-
metunnupasusa (150 mr, 0,54 mmonb) u TpudTHinamusa (165 mr, 1,63 MMoOIb) B alleTOHUTpPUIIE
(1 m) nobapmsimu ykcycubiii anruapun (111 mr, 1,09 MMob) mpH KOMHATHOW TEMIIEPATypeE.
Cwmech mepeMenmBaiy Mpy KOMHATHOM Temreparype B TeueHue 2 4. CMech KOHLIEHTPUPOBAIN
npv  TOHMKEHHOM AaBjiieHud. (OCTAaTOK OYMINAJIM MOCPEACTBOM  KOJIOHOYHOW  (hJdm-
xpomarorpaduu ¢ 0-100% sTunanerara B nerpojeiHoM 3¢upe ¢ nmonydernneM 1-[(3R,4R wu
38S.4S)-3-[(5-6pom-3-MeTmnnupasus-2-mi)okcu |-4-groprnupponuans- 1 -unpranona (A126) (75
mr, 36%) B Buzme OecuserHoro macia. MC m/z 318,0, 320,0 [M+1]". 'H saMP (400 MTI,
metmicynbdokcun-de) 6 8,30 (¢, 1H), 5,64-5,18 (m, 2H), 4,09-3,50 (m, 4H), 2,43-2,32 (M, 3H),
2,03 u 2,01 (c, 3H).

ITpomexytouHoe coequHeHue A127

Tper-OyTun N-[3-[(5-Opom-3-MeTunnupazns-2-mi)oKeH |uukino0y v [kapdamar

B pactBop 5-Opom-3-mermnmnupasus-2-ona (200 mr, 1,06 mmons), Tpudenundochuna
(416 wmr, 1,59 mmonb) u Ttper-Oytun N-(3-runpokcunukiodyrunm)kapdbamara (218 mr, 1,16
MMoJIb) B Terparunpodypane (5 mu) mobammsuiu nunsornponuiazonudopmuar (321 mr, 1,59
MMOJIb) TIpU KOMHATHOH Temmepartype. IlonydeHHylo cMmech nepeMernnBagyd NMPU KOMHATHOM
TeMrneparype B TedeHue 4 4. PeakIMOHHYH CMeChb Pa3BOAMIM BOAOM M 3KCTparupoBad
stunaneratoM. OpraHUYecKuii CJI0H CyImniIn Hag Oe3BOAHBIM CYIb(aTOM HATpPUs, PUIBTPOBAIN
U KOHLEHTPUpPOBaIUM B Bakyyme. OCTaTOK OYHINAIMA TOCPEACTBOM KOJOHOYHOW (pJidim-
xpomatorpaduu ¢ 0-100% sTunanerara B neTposeiHom 3¢gupe ¢ nmonydeHueM tper-oyTui N-[3-
[(5-6pom-3-meTmnnupa3uH-2-ui)okcH Junkiaooy T [kapbamara (A127) (230 mr, 52%) B Buze
Genoro Teepmoro Bemectsa. MC m/z 3581, 360,1 [M+1]". 'H samp (400 MTIw,
metmicynbhokeun-de) 6 8,20 (1, J=1,2 'y, 1H), 7,45-7,09 (M, 1H), 4,86-4,74 (m, 1H), 3,88-3,59
(M, 1H), 2,80-2,55 (M, 3H), 2,43-2,33 (M, 3H), 2,10-1,98 (m, 1H), 1,39 (7, J=3,2 ', 9H).

ITpomexyrounoe coennHeHue A128

TpeT-OyTui 3-(5-0poM-3-MeTHIHPa3HH-2- UIIOKCH ) IUKJIOTIEHTUIKapOamaT

AN s
BacHMN ]

B pactBop 5-6pom-3-merunmnupasun-2-ona (300 wr, 1,59 mmons), Tper-Oyrmn 3-

ruapoKcuIMKIonenTiikapoamara (351 mr, 1,75 mmons) u tpudenundochuna (624 mr, 2,38
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MMoJib) B Terparunpodypane (10 mu) mobapnsan nuusonpomnuiazonupopmuar (481 mr, 2,38
mmonb) mpu 5 °C. CMech mepemernvBany TpU KOMHATHOM TeMrepatype B TedeHue 16 4.
PeakumoHHy0 CMECh pa3BOAWIN BOJAOW U 3KCTparupoBajiu dtunaneraroM. OpraHudeckuil cion
cymmian Haj Oe3BOAHBIM Cyib(aTOM HATpus, (PUIBTPOBAIN M KOHLEHTPHUPOBAIU B BaKyyMe.
OcraTok ouuINa M MOCPEACTBOM KOJOHOUHON (pmam-xpomartorpaduu ¢ 0-60% stunauerara B
nerposieiinom  3dupe ¢ momyueHueM  Tper-Oytun  3-(5-Opom-3-meruianupasuH-2-
wiokcu)uukoneHTuiakapoamara (A128) (200 mr, 27%) B BuAe KEATOrO TBEPAOTO BEIIECTBA.
MC m/z 372,1, 374,1 [M+1]*. '"H SIMP (400 MT'u, metuncynbdokenn-dg) 8 8,19 (c, 1H), 6,97
(n, J=7,6 'y, 1H), 5,35-5,31 (m, 1H), 4,06-3,96 (M, 1H), 2,35 (¢, 3H), 2,19-2,11 (m, 1H), 2,06-
1,92 (m, 2H), 1,87-1,80 (M, 1H), 1,71-1,67 (m, 1H), 1,53-1,41 (m, 1H), 1,38 (¢, 9H).
ITpomexyrouHoe coequHeHue A129
1-[3-[(5-6pom-3-MeToKkcHUTupa3uH-2- W1 )OKCH |TUPPOTUANH- | - Ui |3TaHOH
0
N)%’,o 0

oy AN \Q—(

Oran 1: B pactBop 3-merokcunupasus-2-amuna (4,00 r, 31,97 MMonb) B aileTOHUTpHIIE
(40 mm) nobGasmsmm N-OpomcykiumanMug (5,69 1, 31,97 mmons). CMmech nepeMeInnBaii Mpu
KOMHAaTHONH TeMmnepatype B TeueHue 2 4. (CMecp pa3sBOAMIM BOAOH U 3KCTParupoBajH
stunaneratoM. OpraHuyecKuil CIOH MPOMBIBAJIN COJIEBBIM PACTBOPOM, CYLIHMJIN HaJl O€3BOIHBIM
cyab(aroM HaTpus, (UIBTPOBAIM U KOHLEHTPUpPOBaNM B Bakyyme. OCTaTOK OuYMIIAIH
MOCPENCTBOM KOJIOHOUHOU (uaii-xpomartorpaduu ¢ 0~50% stunanerara B meTposieitHOM ddupe
c monyuyeHueM S-Opom-3-merokcunupasus-2-amusa (3,50 r, 54%) B Bume XenaTOro TBEPIOTO
semectea. MC m/z 204,0, 206,0 [M+1]".

Oran 2: B cmech 5-Opom-3-merokcunupasus-2-amuHa (3,50 T, 17,30 Mmounb) B cepHOM
kucyore (50 mi, 5% B Bozme) nobasnsiiu pactBop Hutpura Hatpus (1,30 r, 19,03 mmonb) B Bozae
(2 M) mpu 0~5 °C. Cmecp nepemennBanu npu 0~5°C B TeyeHue 2 4. CMech SKCTParupOBaIIH
stunaneratoM. OpraHUuecKue CJIOU MPOMBIBAJIU COJIEBBIM PACTBOPOM, CYIIMIM HaJ OE3BOJHBIM
cyiabarom HaTpusi, (UIBTPOBAIM W KOHLEHTPHPOBATM B BakyyMme. OCTaTOK O4YMIIAIH
MOCPENCTBOM KOJIOHOUHOM (sm-xpomarorpaduu ¢ 0~50% stunanerara B meTpojieitHoM ddupe
C mojJy4eHuem S-Opom-3-merokcunupasuH-2-oma (2,10 r, 59%) B BUAe KENTOTO TBEPAOTO
semectsa. MC m/z 205,0, 207,0 [M+1]*. 'H SIMP (400 MI', metuncymnbdokcua-de) & 12,26 (c,
1H), 7,26 (c, 1H), 3,83 (c, 3H).

Oran 3: B pactBop 5-6pom-3-metokcunupasus-2-oma (1,00 r, 4,88 mMmonb), TpeT-OyTiin
3-rugpokcunupponuans- 1-kapdokcunara (0,90 r, 4,88 mmonb) u tpudpenundocpuna (1,90 r,
7,32 mmonb) B Tetparunpodypane (10 M) nobassnn quusonponunaszoaudpopmuar (1,50 r, 7,32
mmodb) ipu S°C B atmocdepe azora. CMech mepeMeInnBain MpU KOMHATHOH TemIeparype B
TeueHue 16 4. PeakuuMOHHYI0 CMEChb PAa3sBOAWIM BOAOW U OSKCTPArMpOBAIN 3TUJIALETATOM.

Opranndeckuii ciol Cymuiau Hax O€3BOAHBIM CyJb(paToM HaTpus, (QUIBTPOBAIA H

KOHLEHTPUpPOBAIN B BakyymMe. OCTaTOK O4YMINAAM IIOCPEACTBOM KOJOHOYHOW  (hidmI-
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xpomatorpadun ¢ 0-50% sTunanerara B neTposieiHOM 3¢upe ¢ mosyueHuem Tper-OyTu 3-[(5-
OpoM-3-MeTOKCUINPa3uH-2- 11 )OKCH JtupponuauH- 1-kapOokeunara (1,80 r, 98%) B BHIe
sxkenTtoro macaa. MC m/z 374,2, 376,2 [M+1]".

Otan 4. B pactBop Tper-Oytun 3-[(5-Opom-3-MeToKCUIMpa3uH-2-1iT)OKCH | THPPOITHIUH-
1-kapbokcunata (1,00 T, 2,67 mmounb) B nuxyopmerane (15 mut) nobasisiiu TpUPTOPYKCYCHYIO
kucyoty (5 mur). Cmech mepemMermuBaiy NMpu KOMHATHOHN Temmeparype B TedeHue 2 4. Cmech
KOHLICHTPUPOBAJIM B  BakyymMe C MOJy4YeHHeM S-Opom-3-MeTOKCH-2-(MHppOTHIrH-3-
wiokcu)nupasuna (700 Mr, HEOYHINEHHBIN) B BUIE JKeITOro TBepaoro Bemecrsa. MC m/z 2741,
276,1 [M+1]".

Oran 5: B pactBop 5-Opom-3-merokcu-2-(mupponuaus-3-uiokcu)nupasuna (732 wr,
2,67 mmoinb) u TpudTWwiamuHa (540 mr, 5,34 mMmonb) B aueroHutpwie (8 mu) nobaBisuiu
ykcycHbld  anruapun (327 wr, 3,20 wmmonb). Cmech mNepeMelmuBaid MpU KOMHATHOH
temneparype B TeueHHe 3 4. CMech pa3BONWIM BOJOW M 3KCTPArHPOBAIN STHJIALIETATOM.
Opranndeckuii CJIOH MPOMBIBATIH COJIEBBIM PACcCTBOPOM, CYLIMJIM Hal OE€3BOOHBIM CyJb(paTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIN IOCPEACTBOM
KOJIOHOUHOM (i3ur-xpomarorpaduu ¢ 0-50% sTunanerara B neTposieiiHoM 3upe ¢ noay4eHuem
1-[3-[(5-6pom-3-MeTokcunupasuH-2-1i)OKCH |muppouanH- 1 -mi|3ranona (A129) (800 mr, 94%
3a 2 sTtana) B Buae skentoro macia. MC m/z 3162, 3182 [M+1]". 'H saMP (400 MI,
metmicynbhokcun-de) 6 7,89 (¢, 1H), 5,56-5,45 (m, 1H), 3,92 (c, 3H), 3,84-3,80 (m, 1H), 3,71-
3,45 (m, 2H), 3,34-3,27 (m, 1H), 2,36-2,04 (M, 2H), 1,93 u 1,92 (c, 3H).

IIpomexytouHoe coeauHeHue A130

1-[(5-6pom-3-meTunmnupasuH-2-1mi1)aMHIHO |-2-MEeTHIITPOIIaH-2-0J1
HO
N —
,?,.\N Qar
H N

Oran 1: Cwmecp 2-xyop-3-merunnupasuHa (200 wmr, 1,56 wmmonb), 1-amuHO-2-
metuinponas-2-oja (208 mr, 2,33 Mmonb), Tpuc(nubeHsmwmuneHaneron)aunamiaaus (142 mr,
0,16 mmonb), 2-mumuknorekcuidocduno-2',4',6'-tpunszonponun-1,1'-6udernna (74 wr, 0,16
MMOJIb) B TpeT-OyTokcuaa HaTpus (299 wmr, 3,11 Mmmoub) B Tonyose (2 MiT) mepeMenTuBaiy pu
100°C B Teuenue 16 u B armocdepe a3ora. CMech KOHIEHTpHUpPOBaIHM B Bakyyme. OcTaTok
OUWIIAIA TIOCPENCTBOM KOJIOHOYHOU (umm-xpomarorpaduun ¢ 0-50% sTunamerata B
NEeTPOJICHHOM 3>dupe ¢ mojydeHueMm 2-meTui- 1-[(3-MeTmnupasus-2-1uin)aMuHO [pomnaH-2-oa
(230 mr, 81%) B Bune sxenroro Macia. MC m/z 182,2 [M+1]".

Oran 2: B pactBop 2-merui-1-[(3-meTunnupasus-2-min)aMuHo Jnponas-2-ona (210 wmr,
1,16 mmonb) B anerorutpuie (2 mi) pobasmsiu N-Opomcykuuaumug (206 mr, 1,16 mmons).
Cmecp mepeMmemmBaiy MPU KOMHATHOW Temmneparype B TedeHue 2 4. CMmech pa3BOAMIH
STUJIALIETATOM U TPOMBIBAJIM HACBHIIIEHHBIM BOIHBIM pacTBOpOM OukapOoHaTa HATPHUs H
coJieBbIM pacTBOpoM. OpraHudeckuil CjIOH Cymmiaud Haa Oe3BOAHBIM Cyib(aTromM HATpus,
($uIbTPOBANIM U KOHLEHTPUPOBAIH B BakyyMe. OCTaTOK OUMINAIH MOCPEACTBOM (PIISII-KOJIOHKU

¢ 0-70% stunanerara B netposieiHoM 3¢upe ¢ nomydeHuem 1-[(5-Opom-3-mermnnupasus-2-
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W1)aMuHO |-2-MeTunpomnaH-2-ona (A130) (190 mr, 63%) B Buze xenroro Macia. MC m/z 260,1,
262,1 [M+1]*. 'H SIMP (400 MI'u, metmncynbhokeun-dg) 6 7,94 (c, 1H), 6,23 (T, J=6,0 T'u, 1H),
4,58 (¢, 1H), 3,33 (», J=6,0 'y, 2H), 2,33 (c, 4H), 1,10 (¢, 6H).

IIpomexyTouHoe coeauHeHue A131

1-((5-6poM-3-MeTOKCUNHUPA3UH-2-HJT)aMHHO)-2-METHIIIPONaH-2-0J1
— Br
HO "
e
H
O’\

Oran 1: Cwmech 2-xmop-3-merokcunupasuna (1,00 r, 6,92 wmmosnb), 1-amuHO-2-
13,84) B

metmicynbdokcune (10 mi) Harpesaiau g0 75°C B Tedenue 16 4. CMech pa3BOAMIMA BOIOW U

mermwinponad-2-oma (0,62 1, 6,96 wmmonp) u  ¢ropuma uesms (2,20 r

2 2

SKCTparupoBanu sTriareratoM. OpraHuueckuil ClIod Cymuian Hax Oe3BOAHBIM CyJb(haTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B BakyyMme. OCTaTOK OYHMINAINA IOCPEACTBOM
KOJIOHOUHOM (iaur-xpomarorpaduu ¢ 0-80% sTunanerara B meTposieiiHOM 3(pupe ¢ moaydeHnem
1-((3-meTokcunupasuH-2-win)aMuHo)-2-metunnponan-2-oma (0,20 r, 14%) B BuAe KeNTOro
macaa. MC m/z 198,1 [M+1]".

Oran 2: B pacteop 1-((3-mMeTokcunupasuH-2-miI)aMuHO)-2-MeTuinponas-2-oaa (170 wmr,
0,85 mmonp) B anerorutpuiie (2 mi) nobasmsimm N-Opomcykuuaumug (150 mr, 0,85 mmons).
CMmech mepeMelnBaid NpPU KOMHATHOW Temmeparype B TedeHue 2 4. Cmech pa3BoOmwIn
STHJIALIETATOM M MPOMBIBAJIH HACBHIIIEHHBIM BOIHBIM PAacTBOPOM OHkapOOHaTa HATpHsS U
coJieBbIM pacTBOpoM. OpraHuueckuil CJIOH Cyummiaud Haa Oe3BOAHBIM CyJib(paToM HATpus,
(GuUIbTPOBANIM U KOHLEHTPUPOBAJIH B BakyyMe. OCTaTOK OUHUINAIH MOCPEACTBOM (PIISII-KOJIOHKU
¢ 0-100% sTunanerara B neTpojeiiHoM >¢upe ¢ nonydenueM 1-((5-0pom-3-MeTokcunupasus-2-
WJ1)aMHHO)-2-MeTuinponaH-2-oja (A131) (140 mr, 59%) B Bune xentoro macia. MC m/z 276,0,
278,0 [M+1]*. 'H SIMP (400 MI', metuncyiashoxcun-de) & 7,65 (¢, 1H), 6,26 (t, J=6,0 T'n, 1H),
4,65 (c, 1H), 3,94 (c, 3H), 3,30 (m, J=06,0 'y, 2H), 1,10 (c, 6H).

ITpomexyrouHoe coequHeHue A132

Tper-OyTun 3-[(5-6pom-3-MeTrnnupazuH-2-1ui)cy ib(haHu |HTUPPOTUAHH- 1 -KapOOKCHIaT

-
—Boc
Br/J\ﬁ \Q

Cwmecp 5-Opom-2-xyop-3-metmwnmmupasuda (150 wr, 0,72 mmonb), Tper-Oytun 3-
cynbaHuImuppoauauH-1-kapbokcunara (118 mr, 0,58 mmonp) u kapOonara kamust (150 wmr,
1,09 mmomnb) B N, N-mumerundopmamuze (2 mMi1) nepeMeImnBaiy MpU KOMHATHOH TeMITepaType
B TeyeHue 16 4. CMmech pa3BOAWIN BOAOW M 3KCTpParupoBalu 3TuianeratoM. OpraHu4eckuil
cloi cymmnu Hax Oe3BOAHBIM Cyib(aTOM HaTpus, (QUIBTPOBAIM W KOHLEHTPUPOBAIHU B
Bakyyme. OCTaToOK O4YMINANK MOCPENCTBOM KOJOHOYHOH ¢uam-xpomarorpadpuu ¢ 0-100%
STUNIALIETATa B METPOJEHHOM 3(upe ¢ nonyueHueM Tper-oyrun 3-[(5-Opom-3-merunnupasus-2-

un)cynbhanni | nupponuaus- 1-kapookcumnara (A132) (61 wmr, 22%) B Bune OECIIBETHOTO Macna.
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MC m/z 374,0, 376,0 [M+1]".
IIpomexyTouHoe coeauHeHue A133
TpeT-OyThi 3-[(5-xn0p-3-UKIONPONUIIHPAa3UH-2-UJT ) OKCH | TUPPOTUINH- 1 -

kapbokcHar

N7 Oﬁu.‘ﬁoc
MN
Cl

Oran 1: JlerasupoBannyto cMmech 3-OpoM-5-xioprnupasus-2-amuna (1,00 r, 4,80 MMob),
LUKJIONPONUIOOPOHOBOM KHUCJIOTBI (0,401 T, 4,80 MMOJIb), [1,1°-
ouc(nudenunpochuno)peppoueH |nuxnopnamagus (II) (0,35 r, 0,48 mmonb) u kapOoHaTa
kamusi(1,30 r, 9,60 mmonb) B auokcane (10 mun) u Bonme (1 mur) mepemermmBanu mpu 100°C B
teueHne 16 4. Cmech KOHIEHTpUpPOBaIM B BakyyMe. OCTaTOK OUHINAIH TOCPEICTBOM
KOJIOHOUHOM (aur-xpomarorpaduu ¢ 0-40% sTunanerara B meTposieiHOM 3(pupe ¢ moaydeHnemM
5-xyop-3-uuknonpomminupasud-2-amuna (0,20 r, 25%) B Bune kpacHoro macna. MC m/z 170,1
[M+1]*. '"H IMP (400 MTI'u, metuncynbsdokcua-de) 6 7,76 (¢, 1H), 6,57 (¢, 2H), 2,15-2,08 (m,
1H), 0,99-0,92 (M, 2H), 0,90-0,78 (M, 2H).

Oran 2: B cmech S-xunop-3-uuknonponwimupasul-2-amuaa (740 mr, 4,36 mMmonb) B
cepHoii kucnote (7 mi1, 5% B Boae) nobasisum pactBop HUTpHUTa HaTpus (331 mr, 4,80 MMonb) B
Boze (3 mu) mpu O °C. Cmech mepeMenuBaju Mpyu KOMHATHOM TeMmIeparype B TeueHue 16 d.
PeakunoHHy0 cMech 3KCTparupoBaiu dTuianeratoM. OObeqUHEHHbIE OpPraHUYECKHE CJIOU
IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIMJIM Haja O€3BOAHBIM CyJb(paToM HaTpHs, GUIBTPOBAIHN U
KOHLIEHTPUPOBAJIA B BAaKyyMe C IOJy4EHHEM S-XJOp-3-LuKionponuimnupasud-2-ona (710 wr,
HEOUMILEHHbIH) B BUIE KeaTOro TBepaoro semectsa. MC m/z 171,1 [M+1]".

Oran 3: B pactBop 5-xmop-3-uuknonponuimnupasus-2-oaa (760 mr, 4,46 MMoIb), TpeT-
OyTun 3-runpokcunupponuans- 1-kapbokcunara (834 mr, 4,46 mmonb) u TpudeHmipochuHa
(1753 wr, 6,68 mmonb) B Terparuapodypane (10 M) gobasmsin aAunU3onponmwiazogudopmMuaT
(1351 wr, 6,68 mmonb) mpu 0 °C. Cmech mepeMemMBajd NPH KOMHATHOM TeMIEpatype B
teueHue 16 4. CMech pa3BOAMIM BOAOHW U SKCTPAarupoBaiu 3TunaneraroM. OpraHu4ecKuil Cion
cymmin Haj O0e3BOAHBIM Cyiib(aTOM HATpusi, (PUIBTPOBAIN W KOHLIEHTPUPOBAIU B BaKYyME.
OcraTok ouMIa M MOCPEICTBOM KOJOHOUYHON (pmam-xpomatorpaduu ¢ 0-40% sTtunaunerara B
neTposieHoM 3¢dupe ¢ mnonydeHueM Tper-OyTun  3-[(5-X10p-3-UUKIONPONITUPA3UH-2-
WI)oKcH |mupponuans- 1-kapbokcunara (A133) (518 wmr, 34%) B Buzme 3€N€HOrO TBEPAOIO
semectsa. MC m/z 340,3 [M+1]*. 'H SIMP (400 MI'n, meruncynsbokcnn-ds) & 8,06 (c, 1H),
5,50-5,44 (m, 1H), 3,65-3,59 (m, 1H), 3,53-3,37 (M, 3H), 2,32-2,27 (m, 1H), 2,26-2,10 (m, 2H),
1,41 u 1,39 (c, 9H), 1,16-1,03 (m, 2H), 1,06-0,91 (m, 2H).

IIpomexytouHoe coequnenue A134

TpeT-OyTh 3-[(5-#on-3-MeTunnupasuH-2-ui)oKcH | -2, 2- TMMETHIIITHU PPOITU N H- 1 -

kapObokcHIatr
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Oran 1: PactBop 3-mermnmnupasun-2-amuna (1,00 r, 9,16 mmons) u #ioga (2,80 r, 11,00
MMOJIb) B MeTuiIcybdokcune (10 M) nepeMernnBaiy Npyu KOMHATHOH TeMIepaType B TeUEHHE
16 u. Cmech pa3BOAMIIM BOJOH M HKCTParupoBain stmianeratoM. OObeInHEHHbIE OPraHUYeCKHe
CIIOM TPOMBIBAJHM COJIEBBIM pPAaCTBOPOM, CYLIWJIM Haa Oe3BOAHBIM Cyib(paToM HaTpus,
(UIBTPOBAIM U KOHLIEHTPUPOBAIHM B BAKYyM€ C MOJyYEHHEM S-HOA-3-MeTHIIMUpa3uH-2-aMuHa
(1,30 1, 60%) B Buae KOpUUHEBOro TBepAOro BemecTsa. MC m/z 236,0 [M+1]".

Oran 2: Cmeck S-iiop-3-metmnnupasus-2-amusa (1,50 1, 6,38 MMonb), xjopuga Meau
(0,95 1, 9,60 mmonb) u xyopuna memu (1,30 r, 9,60 mmonb) B aueronutpusie (15 wmu)
nepemermuBaiy npu -10°C B teuenne 30 MuH B atMocdepe a3ora. 3aTeM B BbIIEYKA3aHHYIO
cMech nobapisinu pacteop Tper-Oytun Hutputa (1,40 T, 14,67 Mmons) mpu -10 °C. Cmech
HarpeBasin 110 65°C B TeueHue 16 u. CMech pa3BOAWIM BOAOW M 3KCTparupoBaiu JA.
OObennHEHHBIE OPTAaHUYECKHE CIIOH MTPOMBIBAJIM COJIEBBIM PACTBOPOM, CYLIFIIN HaJ O€3BOJHBIM
cynab(aroM HaTpus, (UIBTPOBAIM U KOHLEHTPHPOBATM B BakyyMme. OCTaTOK OUYMINAIH
MOCPENCTBOM KOJIOHOYHOH (piat-xpomarorpaduu ¢ 0-40% sTtunanerara B MEeTPOJISHHOM dupe
C moiydeHuem 2-xiyop-5-oxa-3-mermnnupasuHa (391 wmr, 24%) B Buzme Oenoro TBEpHOro
semectsa. MC m/z 255,0 [M+1]".

Otan 3: B pactBop Tper-OyTHN 3-TUAPOKCH-2,2-TUMETUIHPPOIUANH- 1 -kapOoKcHiaTa
(203 wmr, 0,94 mmonb) B Terparunpodypane(3 mu) pobasnsnu ruapun Harpus (56 mr, 1,40
MMoutb, 60% B MuHepanbHoM Macie) npu 0 °C. Tlocne nepemernnBanust npu 5°C B Tedyenue 30
MHH B BBIIIEYKA3aHHYI0 CMeCh A00aBsuM 2-XJop-S-iioa-3-mermnnupasud (200 mr, 0,79
MMoOJb). IlonydeHHy0 cMech NepeMeIlnnBaiyd NMpPU KOMHATHOH TeMiiepaType B TedeHue 4 .
Cwmech pa3Bommiud BOAOW M 3KCTparupoBasiv dTuianeratoM. OpraHuyecKuil CiIoN CYIIMIU Hax
0e3BOAHBIM CyJb(paToM HaTpus, (UIBTPOBAIM M KOHLIEHTPUpOBAIM B Bakyyme. OcraTok
OUYHMIIAA TOCPENCTBOM KOJIOHOYHOU (ummi-xpomatorpaduun ¢ 0-70% sTunamerata B
NETPONICHHOM 3dupe ¢ TojydeHueMm Tper-Oytun 3-[(5-fion-3-MeTunnupasul-2-uin)okcu|-2,2-
TUMeTHIIpponuanH- 1-kapookcunara (A134) (170 mr, 80%) B Bune xenroro macia. MC m/z
434,1 [M+1]*. 'H SIMP (400 MTI'n, mernncynbdokcua-de) 8 8,31 (¢, 1H), 5,12-5,09 (m, 1H),
3,44-3.38 (m, 2H), 2,37 (c, 3H), 2,30-2,24 (M, 1H), 1,86-1,79 (M, 1H), 1,43 u 1,41 (c, 9H), 1,36
(c, 6H).

ITpomexytouHoe coequHenue A135

TpeT-OyThin 4-[(5-6pom-3-meTunnupasuH-2-ui)oKCH|-2,2- TMMETUIITUPPOTUANH- 1 -

KapOOKcHIaT
”fl\-Y"
Br 'J\;;N QN -Boc

B pactBop 5-6pom-3-merunnupasun-2-ona (175 wmr, 0,93 mmonb), Tper-Oytun 4-
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THIPOKCH-2,2-TUMETHIUPPONUANH- 1 -kapOokcunara (199 Mr 0,93 MMOJTb) u

tpudpennndochuna (364 wmr, 1,39 mmonb) B Terparuapodypane (5 wmu) pobaisuim
aumsonponmnazonupopmuar (281 mr, 1,39 mmonb) mpu komHaTHOH Temmepatype. Cmech
nepeMelInBaid Mpu KOMHATHOW TemmepaType B TedeHue 16 4. CMech pa3BoguiIM BOAOH U
SKCTparupoBainy sTwnaneratoM. OpraHuueckuil CJIOH CylIMIN Haj Oe3BOAHBIM CyJb(paToM
HaTpus, (UIBTPOBAIM M KOHLEHTPHPOBAIM B BakyyMme. OCTaTOK OYHINAIN IOCPEACTBOM
KOJIOHOYHOH ¢udmi-xpomatorpapuu ¢ 0~50% sTunanerara B merponeiiHOM sdupe ¢
nojiyueHueM Tper-OyTuin 4-[(5-6pom-3-MeTrnnupasuH-2-1i)0KCH |-2,2 - TMMEeTUIITHPPOTUAH- 1 -
kapOokcunara (A135) (310 mr, 87%) B Bune Oenoro TBepaoro Bemecrsa. MC m/z 386,1, 388, 1
[M+1]*. 'H SIMP (400 MI'w, metuncynbdokenn-de) & 8,24 (c, 1H), 5,35-5,31 (m, 1H), 3,82-3,67
(M, 1H), 3,57-3,50 (M, 1H), 2,38 (¢, 3H), 2,31-2,01 (m, 2H), 1,51-1,32 (M, 15H).

ITpomexyrounoe coequHeHue A136

TpeT-OyTHin (2R,3S u 2S,3R)-3-((5-6pom-3-meTunnupasuH-2-ui)OKCH)-2-

METHJIITUPPOJIUANH- | -kapOoKcHIaT

Q..
NJ"‘E( '(Sqfﬁuc
Br l N

Cwmecp 5-Opom-3-mermnmnupasus-2-onma (417 wmr, 2,21 mmonb), TpaHc-TpeT-OyTua 3-
THIPOKCH-2-METHITUPPOIHANH- 1 -kapOokcunara (488 mr, 2,40 mmonb) u Tpudenundochuna
(868 wr

nuusonponunazonudopmuar (669 mr, 3,31 mmonb) mpu 0 °C. CMech nepeMemmBaid NpH

, 3,31 wmmomp) B Terparuapodypane (10 wmi) kamAMu - 10OABISUTH
KOMHAaTHOWH Temmeparype B TeueHue 16 4. CMechb pa3BOAMIM BOAOH M 3KCTParupoBaJIH
sTraneratoM. OpraHudeckuii CJION CyIInian Haj 0e3BOIHBIM Cynb(haToM HaTpusi, GUiIbTpoBaIn
M KOHLEHTPHPOBAIM B Bakyyme. OCTaTOK OYHIIAIM TOCPEACTBOM KOJOHOYHOW (pimomi-
xpomatorpaduu ¢ 0-100% sTunanerata B merposiefiHOM 3¢upe C MOJydYeHHEM TpPeT-OyTHI
(2R,3S u 2S,3R)-3-((5-6pom-3-MeTunnupasuH-2-ui )OKCH )-2-MEeTHIITHPPOTUANH- 1 -
kap6okcunara (A136) (420 mr, 51%) B Bune 6ecuseTHoro macna. MC m/z 372,1, 374,1 [M+1]".
ITpomexyrounoe coequHeHue A137

Tper-OyTun N-[1-[(5-fion-3-MeTunnupasus-2-uia)oKCH | -2-MeTHIIIPONaH-2- 1 [kapOamat
= {
Boc—NH " /\”/
o

PactBop 2-xmop-5-ifion-3-metmmmupasuda (1,00 r, 3,93 mmons), Tper-Oyrmnm N-(1-
THIOPOKCH-2-MeTmnponan-2-un)kapdbamara (0,70 r, 3,93 mmons) u ¢ropuna nesus (1,80 r,
11,79 mmone) B mermncynbpokcune (10 mim) Harpesamu mo 100°C B teuenme 2 u. Cmech
pPa3BOOWIIM BOAOM M 3KCTparupoBaiu sTianeratoM. OpraHuyecKHil CIOW CyIIWIN Haj
0e3BoAHBIM Cysb(haTOM HaTpusi, PUIBTPOBAIN M KOHLEHTPHPOBaIU B Bakyyme. OcraBmmiics
MPOAYKT OYHUINAJN IMOCPEICTBOM KOJOHOUHOH (uam-xpomarorpadun ¢ 0-30% sTunanerara B
nerposieiHoM 3¢dupe ¢ monaydernuem Tper-Oytun N-[1-[(5-tion-3-mMeTuiamupa3suH-2-uia)oKcu|-2-

meruinponaH-2-un|kapbamara (A137) (1,10 1, 67%) B Bume rpsizHo-Oenoro macna. MC m/z
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408,1 [M+1]*. '"H sIMP (400 MI'u, metuncynbsdokcun-de) 6 8,27 (¢, 1H), 6,74-6,68 (M, 1H), 4,31
(c, 2H), 2,39 (c, 3H), 1,33 (c, 9H), 1,28 (c, 6H).

IIpomexyTtouHoe coeauHeHue A138

TpeT-OyTun 2-(5-0poM-3-MeTUNnupasuH-2- WIOKCH)ITponuiIkapbamar

N Br

H
BGC-N\/LOJﬁ/

B pactBop 5-Opom-3-metmnmnupasus-2-oia (300 mr, 1,59 mmons), Tper-Oytun N-(2-
rugpokcunponmin)kapdbamara (417 mr, 2,38 mmonb) u Tpudenmnpochuna (624 mr, 2,381 MMoIb)
B Terparunpodypane (10 mu) nobasnsmn aumzonponunazonupopmuar (481 mr, 2,38 Mmodb)
npu 0 °C. CMech mepemMemMBaIuM TPHU KOMHATHOM TeMmneparype B TedeHume 16 4. Cmech
Pa3BOOMIM BOJOM M 3KCTparupoBaiv sTujaneratoM. OpraHuydeckuil CIOW CyIIMIA HaA
0e3BOAHBIM CyJbpaToM HaTpus, (UIBTPOBAIM M KOHLEHTPUpOBAIM B Bakyyme. OcraTok
OUHWIIAIA TIOCPEICTBOM KOJIOHOYHOU (mm-xpomarorpaduun ¢ 0-60% sTunamerata B
nerpojeiiHoM  3dupe ¢ momyueHHeMm  Tper-Oytmnm  2-(5-Opom-3-MeTmimnupasuH-2-
wiokcu)npornmikapbamara (A138) (398 wmr, 72%) B Bune OGecreTHoro maciaa. MC m/z 346,1,
348,1 [M+1]*. '"H sIMP (400 MTI'u, metmncynbhokeun-ds) 6 8,18 (c, 1H), 7,02 (T, J=6,0 I'u, 1H),
5,19-4,99 (m, 1H), 3,31-3,02 (m, 2H), 2,35 (¢, 3H), 1,35 (¢, 9H), 1,25 (n, J=6,4 ', 3H).

IIpomexytouHoe coequHeHue A139

1-[(3S)-3-[(5-Opom-3-MeToKCUNMpa3uH-2- Ui )aMUHO |TUPPOTUANH- | - W |3TaHOH

N,, 0
e

Oran 1: Cwmecp 2-xyop-3-merokcunupasuna (1,00 r, 6,92 mmonb), optodocdara
tpukamust (2,30 1, 1,08 wmmonb), 2-munuknorekcuidocduno-2',4',6'-rpunsonponui-1,1'-
oudennna (0,33 r, 0,69 mmonn), Tpuc(nubensmmneHareron)aunauianus (0,63 r, 0,69 MMob),
Tper-Oytokcuna Hatpusi (1,30 r, 13,84 mmonb) u (S)-Tper-OyTun 3-aMUHOTMUPPOTHIUH-1-
kapOokcmnara (1,90 r, 10,38 mmounb) B nuokcane (10 mu) nepemermuanu npu 100°C B TeueHue
16 4 B atMocdepe azora. CMech pa3BOIMIM 3TUIALIETATOM U MPOMBIBAJIN COJIEBBIM PACTBOPOM.
Opranndeckuwii CJIOW CymMian Hax O€3BOAHBIM CyJdb(paToM HaTpus, (QUIBTPOBAIH H
KOHLIIGHTPUPOBAIH B Bakyyme. OCTaTOK OUYMINAIKM TOCPEACTBOM KOJOHOYHOH  (puaim-
xpomarorpaduu ¢ 0-70% sTunaunerara B nerposieitHoM 3¢upe ¢ nonydenuem (S)-Tper-OyTw 3-
(3-MeToKCHIUPa3UH-2-UIAMUHO ) TUPPpOIHanH- 1 -kapbokecnnara (2,00 1, 97%) B BHIE
Kopu4HeBoro maciaa. MC m/z 2952 [M+1]".

Oran 2: B cmech (S)-Tper-Oytun 3-(3-MeTOKCHUNMpPa3UH-2-UIAMHUHO )TUPPOTHINH- 1 -
kapOokcmnara (2,00 r, 6,70 mmonp) B auerorurpuiie (20 mi) nobasmisin N-OpOMCYKLIMHUMHEL
(1,40 1, 8,03 mmoub) mipu 0 °C. CMech nepeMeInrBany Npy KOMHATHOW TEMIIEPATYPE B TEUEHHE
2 4. CMech Pa3BOAMIIN COJIEBBIM PACTBOPOM M SKCTparnpoBaiu 3tuianeraroM. OpraHudeckue

CJIIOM CyIIMJIM Haj Oe3BOAHBIM Cynb(aTOM HaATpus, (QUIBTPOBAIM W KOHLEHTPUPOBAIU B
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Bakyyme. (OCTaTOK OUHMINAIK MOCPEACTBOM KOJOHOYHOH (am-xpomarorpapuun ¢ 0-85%
JTUNaleTraTa B eTpoierHoM 3dupe ¢ mnonydenuem  (S)-tper-Oytmn  3-(5-Opom-3-
METOKCUITNPA3UH-2-MIIAMHUHO )TUPPOSHINH- 1 -kapbokcunara (1,20 r, 48%) B BUae KOpUIHEBOTO
macna. MC m/z 373,1, 375,1 [M+1]*. "H SIMP (400 MI'n, metuncymnbdokcua-dg) & 7,71 (c, 1H),
7,02 (m, J=6,4 I'u, 1H), 4,35 (at, J=11,6, 6,4 I'y, 1H), 3,92 (c, 3H), 3,74-3,08 (M, 4H), 2,09-1,91
(m, 2H), 1,40 u 1,39 (c, 9H).

Oran 3: B pacTBop (S)-Tper-Oytun 3-(5-Opom-3-mMeTokcunupasuH-2-
WIAMUHO)UpponuanH-1-kapookcunara (1,20 r, 3,20 mmonb) B auxyopmerane (10 wu)
noGasysm  TpudTopykcycHyro kuciaory (1 mn). Cmech mnepememvBaid TpPU KOMHATHOH
temneparype B TeueHne | 4. CMech KOHLEHTPUPOBAIM B BaKyyMe C MOJy4YeHHEM S5-Opom-3-
meTokcH-N-[(3S)-nupponunun-3-wi|nupasun-2-amuaa (1,00 T
xopu4HeBoro maciaa. MC m/z 273,0, 275,0 [M+1]".

Oran 4: B pactBop (S)-5-Opom-3-merokcu-N-(uppoauanH-3-mn)nmupa3uH-2-aMiuHa

HEOYUIIEHHbII) B BUIE

2

(1,00 r, 3,66 mmonb) u TpusTHiiamuHa (0,74 1, 7,32 mmone) B anieronutpuie (10 mur) nobassuiu
ykcycubiii anruapun (0,45 1, 4,39 mmons) npu 0 °C. CMech mepemernuBany Mpu KOMHATHOM
Temneparype B TeueHHe 2 4. CMech pa3BOAMIM COJIEBBIM PACTBOPOM U 3SKCTPArupOBAIH
stunaneratoM. OpraHuYecKui CIoH Cymmin Hag Oe3BOAHBIM CYJIb(aTOM HATpPUs, PHIBTPOBAIN
U KOHLEHTpPHpOBaJM B BakyyMe. OCTaTOK OYHMINAINM TOCPEACTBOM KOJOHOYHOH (pidim-
xpomatorpaduu ¢ 0-30% wmeranona B auxjopMmerane ¢ mojydeHuem 1-[(35)-3-[(5-Opom-3-
METOKCUITHPA3UH-2-JT1)aMUHO |muppouaus-1-uin|s>tanona (A139) (0,90 r, 89% 3a 2 srtama) B
Bufe KkopudHeBoro wmacma. MC m/z 3150, 317,0 [M+1]". 'H saMmp (400 MIw,
metmicynbdokeun-de) & 7,71 u 7,70 (¢, 1H), 7,16-6,94 (m, 1H), 4,44-4,22 (M, 1H), 3,92 (c, 3H),
3,79-3,21 (m, 4H), 2,33-1,97 (m, 2H), 1,93 u 1,91 (c, 3H).
IIpomexytounoe coeauHenue A 140

1-[(3R)-3-[(5-Opom-3-MeToKCHHpa3zuH-2-1T)aMIHO |TUPPOSHINH- 1 -1 |3TaHOH
™0 H 0
N
O
B /J%/
r

CrenoBanmu mporenype Ijsi mpoMexKyTodHoro coenuHeHus A138, omucaHHON BbINIE, C
nonyueHueM  1-[(3R)-3-[(5-Opom-3-MeTokcHIIpa3H-2-11)aMHIHO |TUPPOTUAUH- | - 1T |3TeHOHA
(A140) (0,60 r, 28% 3a 4 stama) B BUAe xenToro macaa. MC m/z 315,1, 317,1 [M+1]" u3 2-
xJi0p-3-merokcunupaszuna (1,00 r, 6,91 Mmmoub).

[Tpomexyrounoe coennHeHue A141

1-[3-[(5-6pomnupa3uH-2-1T)OKCH T PPOSHINH- 1 -1 |3 TaHOH
N /\\‘/0 Q
I \CN

et LM

B pactBop 1-(3-ruppoxcunupponuaus-1-um)stanona (0,90 r, 6,98 mmons) B N, N-
numetrmingopmamune (9 wmi) ngobaemsmm ruapua Hatpus (0,83 1, 20,94 mmonb, 60% B

munepaibiom wmacie) npu 0 °C. Tlocne mepememmBanus npu 0°C B Teuenne 30 MuH B
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BBILIEYKA3aHHYI0 cMech pnolammsmu 2,5-guOpomnupasud (2,40 1, 10,17 mmons). Cwmech
nepeMelInBaid NpU KOMHATHOW TemmepaType B TedeHue 2 4. Cmech racuiu BOXOH U
SKCTparupoBanu sTrianeratoM. OpraHuueckuil ciaod cymuian Hajx Oe3BOAHBIM CyJbpaTom
HaTpusi, (QUIBTPOBAIM MU KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYMINANIU ITOCPEACTBOM
KOJIOHOUHOM (piui-xpomarorpaduu ¢ 0-70% sTunanerara B neTposieiiHoM 3upe ¢ noaydeHuem
1-[3-[(5-6pomnupazun-2-un)okcu [muppoiuaus- 1-unjsraHona (Al41) (1,00 r, 50%) B Bune
kopuaHeBoro macia. MC m/z 286,0, 288,0 [M+1]". 'H SIMP (400 MI'y, MeTuicyibhokcua-dg) 6
8,46 (n, J=1,2 I'u, 1H), 8,20 (n, J=1,2 I'u, 1H), 5,65-5,37 (m, 1H), 3,90-3,48 (m, 4H), 2,35-2,06
(m, 2H), 2,03-1,88 (M, 3H).
ITpomexyrouHoe coequHeHue A142

1-[3-[(5-6pom-3-MeTokcHupasuH-2- 1t )( METHIT )aMIHO | TUPPOSTUIUH- 1 -HIT|3TaHOH

~0 | )
Brm U_{

CrenoBanu mponenype IJsi mMpoOMexyTodHoro coeauHeHus A138, omucaHHON BbIlE, €
nonyuenueM 1-[3-[(5-0pom-3-mMeTokcunupasus-2-mui)(MeTHI)aMIHO |TUPPONTUANH- | -1 |3TaHOHA
(A142) (252 wmr, 15% 3a 4 sTana) B BUAE XKENTOro Macia u3 2-xyop-3-merokcunupasuna (720
mr, 4,98 mMmonp) u Tper-OyTHn 3-(METUIAMHUHO)MUPPOIUIUH-1-kapOokcmnara (1,00 r, 4,99
mMmonb). MC m/z 329,0, 331,0 [M+1]". 'H saMP (400 MI', meruncynbsdokcua-de) 6 7,87 (x,
J=1,2 T'n, 1H), 4,84-4,50 (M, 1H), 3,92 u 3,91(c, 3H), 3,74-3,12 (m, 4H), 2,89 u 2,87 (c, 3H),
2,16-1,99 (m, 2H), 1,94 u 1,93 (c, 3H).

IIpomexyTouHoe coeauHeHue A143

TpeT-OyTHII (3R,4S u 3S,4R)-3-[(5-6pom-3-meTnnnupasuH-2-un)okcu]-4-

¢dToprmupponuans- 1-kapOokcunat

N/.%( OI"C/N-BOC

Br)l\’; Nope

Oran 1: B pactBop 5-Opom-3-merunnupasun-2-ona (500 mr, 2,65 Mmounb), TpeT-OyTui
(35,4S u 3R,4R)-3-dpTop-4-runpoxkcunupponunus- 1-kapookcunara (545 mr, 2,66 mMmonb) u
tpudennndocduna (1045 mr, 3,99 mmoinb) B Terparunpodypane (5 M) MeasIeHHO 100aBISUTH
mumonponmnazonudopmuar (806 mr, 3,99 MMonb) Mpu KOMHATHOH TeMIiepaType B arMocdepe
azora. [lonydennsiii pacteop nepemermmBanu npu 0°C B Teuenne 16 1. CMech pa3BOIUIN BOAOU
U 3KcTparupoBasu 3TuianeratoM. OObeIUHEHHbIE OPTaHUYECKHUE CJIOM MPOMBIBAIN COJIEBBIM
pacTBOPOM, CYIIMIHM Haj O€3BOAHBIM CYJIb(paToM HATpHsl, GHUIBTPOBAIA U KOHLEHTPUPOBAIU B
Bakyyme. OCTaToK OYHMINAIH TOCPEICTBOM KOJOHOYHOH (um-xpomarorpaduun ¢ 0-5%
STUNIALIETaTa B METPoNieitHOM >dupe ¢ nomydeHueM tper-oytun (3R,4S u 3S,4R)-3-[(5-6pom-3-
METHJIHNPA3UH-2-1i)okcu|-4-propnupponuans- 1 -kapookcunata (A143) (450 mr, 45%) B Bune
senToro macaa. MC m/z 376,1, 378,1 [M+1]".

IIpomexyTouHoe coenuHenue Al44
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TpeT-OyTun 3-[(6-6poM-2-MeTHITUPUANH-3-WIT)aMHHO | T pPOSHINH- 1 -kapOokcuat
H
N
"‘1 = \Q—Eoc
Br =

B pactBop 6-Opom-2-mermnnupuanH-3-amuHa (500 mr, 2,67 mMMonb) U Tper-OyTun 3-
okconupponuans- 1-kapbokcunara (990 wmr, 5,35 mmonb) B auxyiopaTane (5 mut) noOaBsiu
aensHyro ykcycHyto kucnoty (0,20 mut). Cmech nepemernnBanu npu 90°C B Teuenue 3 4. 3arem
B BBILIEYKA3aHHYK CMecCh no0aBisiin Tpuauerodopruapua Hatpus (1133 wr, 5,35 mmons).
Cwmech nepemeruanu rnpu 70°C B reuenue 16 4. CMech KOHLIEHTpHUPOBAIU B BakyyMme. OCTaTok
pa3BOOWIIM BOAOH W BKCTparupoBaiu sTuianeratoM. OObeIWHEHHbIE OPTaHHUYECKHE CJIOH
NPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIMIIM Haa O€3BOAHBIM CyJb(paToM HATpHst, GHIBTPOBAIHN
KOHLEHTpUpOBaIM B Bakyyme. OCTaTOK OYHMINAIA MOCPENCTBOM oOpameHHO-(a30BoH
KOJIOHOUHOH (pumiu-xpomaTorpaduu ¢ 10-80% aneToHUTpUia B BOAE C MONyYEHHEM TPET-OyTHI
3-[(6-Opom-2-MeTHIITUPUANH-3-HT)aMIHO |TUppoIuaAnH- 1 -kapOokcunara (A144) (320 mr, 34%)
B BUJIe TEMHO-KeaTOro Teepaoro semecrsa. MC m/z 356,1, 3581 [M+1]".

ITpomexytouHoe coequHenne A145

3-[(6-Opom-2-MeTHIUPUANH-3-HIT)OKCH | TUPPOIUINH-2-0H

o

G
‘eme
=

Br

Oran 1: B pactBop TpeT-OyTun 3-ruapoxcunupponuaus-1-kapookcunara (1,00 r, 5,34
MMOJIb), 4-puMernnamuHonupuanHa (0,06 r, 0,52 mmonp) u Tpustmnamusa (1,08 r, 10,68
MMOJIb) B auxjopmerane (10 mu) nobasisiiu n-toayoncyiabonmixnopun (1,12 r, 5,88 mmonb)
npu 0 °C. CMech mepemMemMBany NPU KOMHATHOW Temreparype B Teuenue 16 4. Cmech
Pa3sBOAMIM BOJAOH M OSKCTPArupoBaiy AuxyjopMmeTraHoM. OObeqUHEHHBbIE OpraHUYECKHe CJIOU
NIPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIUJIHM HaJ O€3BOIHBIM CyJb(paTom HaTpus, GUIbTPOBAIN U
KOHLIEHTPUPOBAJIHU B BaKyyMme c MIOJIy4YE€HUEM TpeT-OyTHI 3-[(4-
MeTHJIOEH30JICY I OHUIT)OKCH |TUppONHanH- 1-kapOokcnnara (1,81 r, HeoUWINEHHBIN) B BHUIE
KOpU4HEBOro Teepaoro semectsa. MC m/z 342,1 [M+1]".

Oran 2: B pactBop Tper-Oytun 3-[(4-meTundeH30CyIb(pOHNIT)OKCH |TUPPOTHINH- 1-
kapOokcmnara (1,30 r, 3,81 mmonb) u 6-6pom-2-merunnupuanH-3-omaa (0,48 r, 2,53 mmors) B N,
N-mumerundopmamune (20 mu) mobasmsuin kapObonat kamust (0,70 r, 5,08 mmonb). Cmech
nepememmBamn npu 80°C B TeueHue 16 u. Cmech pa3BOAMIIM BOIOH M 3KCTParupoBau
stunaneratoM. OObeIMHEHHbIE OPraHUYECKHUE CJIOM MPOMBIBAIA COJIEBBIM PACTBOPOM, CYLIHIIN
Hax 0e3BOAHBIM CysbhaToOM HATpus, (PUIBTPOBAIM M KOHLEHTPHUpPOBAIU B Bakyyme. OcraTok
OUWINAIA TIOCPENCTBOM KOJIOHOYHOU (umm-xpomarorpaduu ¢ 0-80% ostunamerata B
NETPOICHHOM 3(PUpe ¢ TOJIYYSHHEM C TIoJydeHueM Tper-0ytun 3-[(6-6pom-2-MeTunmupuauH-3-
w1)okcH |nupponuans- 1 -kapookcunara (0,48 r, 35%) B Buge Genmoro TBepaoro Bemectsa. MC
m/z 357,3, 359,3 [M+1]*. 'H SIMP (400 MI'u, IMCO-d¢) & 7,41 (c, 2H), 5,06-5,03 (m, 1H),
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3,58-3,28 (m, 4H), 2,29 (¢, 3H), 2,18-1,95 (m, 2H), 1,41 u 1,38 (c, SH).

Oran 3: B pacteop Tper-Oytra 3-[(6-0pom-2-MeTunnupuauH-3-1i)OKCH | TUPPOTUINH- 1 -
kapbokcunara (470 mr, 1,32 mmonb) B sTmmanerare (5 mur) mobaBiisiiii pacTBOp mepionmara
Hatpus (1406 wmr, 6,58 mmonp) B Bozme (15 mi) u ruapara xnopuaa pyrenus (III)” (89 wmr, 0,40
MMmosb). Cmech mepeMelnnBalM INpPU KOMHATHOH Temrepatype B TeueHue 16 4. Cmech
SKCTparupoBainu stuianeratoM. OObeTUHEHHBbIE OPTaHMYECKHE CJIOU TNPOMBIBAIH COJIEBBIM
PacTBOPOM, CYIIMJIN Haj Oe3BOAHBIM Cyib(aToM HATpuUs, GUIBTPOBAIM U KOHLEHTPUPOBAIH B
Bakyyme. OCTarok OYHINATH TMOCPEACTBOM OOpalineHHO-(Pa30BOM  KOJOHOUHOM  (hdi-
xpomarorpadpuu ¢ 30-80% aueToHUTpUIA B BOAE C MOJy4eHUEM TpeT-OyTun 3-[(6-Opom-2-
METHJIITHPUINH-3-1JT)OKCH |-2-OKconuppoauanH- 1-kapookcumnara (100 mr, 20%) B Buae KeaTOr0
TBepaoro Bemectsa. MC m/z 371,2, 373,2 [M+1]". 'H sMP (400 MI'u, AMCO-dg) 6 7,49 (n,
J=8,8 ', 1H), 7,44 (n, J=8,8 ', 1H), 5,24 (nn, J=9,8, 8,0 I'y, 1H), 3,82-3,71 (m, 1H), 3,57-3,50
(M, 1H), 2,57-2,53 (M, 1H), 2,34 (¢, 3H), 2,12-1,96 (M, 1H), 1,47 (c, SH).

Oran 4. B pactBop Tper-Oytunm  3-[(6-OpoM-2-MeTHIMUPUANH-3-HIT)OKCH |-2-
okconupponuans- 1-kapbokcunara (100 mr, 0,27 mmonb) B auxiopmerane (3 mut) noOaBisiu
TpudropykcycHyro kucnory (2 mu). Cmech nmepemMeInnBaid NMPU KOMHATHOW TEeMIlEpaType B
TedeHue 2 4. PEakIIMOHHYI0 CMeCh KOHIIEHTPHPOBAIM B BaKyyMe C moiydeHueMm 3-[(6-Opom-2-
METHJIITUPUANH-3-1J1)OKCH [mupponuanH-2-oHa (A145) (80 mr, HEOUNIEHHBIH) B BUAE KEITOTO
tBepaoro Bemectsa. MC m/z 271,0, 273,0 [M+1]".

IIpomexyTouHoe coenuHeHue A146

TpeT-OyThi 3-6pom-6-meTui-7-okco-6,7-nurunapo- 1 H-muppono[ 2,3-cJnupunus-1-

KapOOKcHIaT

Oran 1: B nepememmuBaembili pactBop 6-metun-1,6-puruapo-7H-nupposno[2,3-
c]mupunun-7-ona (0,50 r, 3,38 wmmoab) B Terparuppodypane (5 ™) npobaensam  N-
opomcykrmanmua (0,57 r, 3,21 mmons) ipu 0°C B atmocepe azota. CMech nepeMennBaig npu
KOMHaTHON TeMmmepaTtype B TedeHue 3 4. (CMecp pa3sBOAMIM BOAOH U 3KCTParupoBajH
stunaneratoM. OObeIMHEHHbIE OPraHUYECKHUE CJIOM MPOMBIBAIA COJIEBBIM PACTBOPOM, CYLIFIIN
Hayn Oe3BOAHBIM Cynb(paTOM HATpHs, (UIBTPOBAIM W KOHLEHTPHUPOBAIM B BaKyyMe C
nojydeHueM  3-Opom-6-metwi-1,6-nurunpo-7H-muppono[2,3-c|nupuann-7-osa (0,95 T,
HEOUHLIEHHBIH) B BUAe 6eoro Teepaoro semectsa. MC m/z 227,0, 229,0 [M+1]".

Oran 2: B nepememunBaembiii pactBop 3-Opom-6-merni- 1 H-nmuppono[2,3-clnupunun-7-
ona (0,60 r, 2,64 mmonb), TpusTiiamuna (0,80 r, 7,93 Mmoib) U 4-IUMETUIAMHHOTUPHUIAHA
(0,06 1, 0,53 mmonb) B Terparuapodypane (10 M) nobasmsnmu au(tper-Oytmn)kapoonar (1,44 r,
6,61 Mmonb) mnpu KOMHATHOH Ttemmeparype. (CMmech mepeMeIinBaid TNPU KOMHATHOMN
temneparype B TedeHne 3 4. CMech KOHLEHTpHpOBaNM B BakyyMe. OCTaTOK OYHINAIN

MOCPENCTBOM KOJIOHOUHOH (patn-xpomarorpaduu ¢ 0-80% stunanerara B meTpoeHoM >¢upe
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C ToJlyueHueM TpeT-OyTui 3-Opom-6-merwi-7-okco-6,7-nuruapo- 1 H-muppono| 2,3-c|mupunus-
1-kap6oxkcmnara (A146) (0,65 r, 75%) B Bune xenroro TBepaoro Bemecrsa. MC m/z 3270,
329,0 [M+1]*. 'H SIMP (400 MI't, IMCO-d) & 7,96 (c, 1H), 7,56 (n, J=7,0 T'n, 1H), 6,35 (x,
J=7,0T'u, 1H), 3,50 (¢, 3H), 1,58 (c, OSH).
IIpomexytouHoe coenuHenue A147
5-tion-3-merun-2-[2-meTni-2-(okcaH-2-MIOKCH )TPONOKCH | TUpa3uH

QOX/OI:ZI,

Oran 1: B pactBop merun 2-runpokcu-2-merwimnponanoara (5,00 r, 42,33 Mmomb) u

muruapormpada (5,34 1, 63,57 wmmonb) B guxjopmeraHe (50 wu) goQaBisk M-

TOJIYOJICYJIB(OHOBON KHCIOTEI MOHOTHAPAT (0,53 T, 2,11 MMOJIB) P KOMHATHOW TeMIepaType.
Cwmech nepeMelnBaiy NPU KOMHATHOI TeMIiepaTtype B TeueHHe 2 4acoB. PeaklIMOHHYIO CMecCh
npoMbiBad BOAOH. OpraHuyecKuil Cioi cymmian Hax Oe3BOAHBIM CyJb(paToOM HATpHs,
¢unbTpOBaNTM M KOHLEHTPHUPOBAJIM B BaKyyMe C IOJyYeHHMEM MeTWUI 2-MeTui-2-(OKcaH-2-
uinokcu)nponanoata (6,94 r, 81%) B Buze xenroro macaa. MC m/z 203,1 [M+1]".

Oran 2: B pactBop Mmermn 2-meTmi-2-(OkcaH-2-wiokcu)nponaHoata (6,94 r, 34,31
MMoJIb) B TeTparuapodypane (70 mut) menneHHo nodasisian amomoruapun gutas (1,30 r, 34,31
mMmonb) ipu 0 °C B armocdepe azora. Cmech mepemernuBanu npu 0 °C B TeueHue 2 4Hacos.
Peakuuio racunmu, wucnone3ys JseasHyro Boay. (CMech 3KCTparupoBaid STHIALETATOM.
OObennHEeHHBIE OPraHUYECKUE CIIOU ITPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIWIM Haj O€3BOAHBIM
cyabdarom HaTpusi, GUIBTPOBAIM M KOHLEHTPUPOBAJIN B BAKyyMe C MOJyYE€HHEM 2-MeTHII-2-
(okcan-2-unokcu)nponan-1-ona (5,25 r, 87%) B Buge xenrtoro maciaa. MC m/z 1751 [M+1]".
'H saMP (400 MTI', metuncyabdokeua-deg) & 4,79-4,76 (m, 1H), 3,44 (T, J=6,4 T'u, 1H), 3,85-
3,79 (m, 1H), 3,42-3,37 (m, 1H), 3,29-3,33 (m, 2H), 1,58-1,33 (m, 6H), 1,11 (c, 6H).

Oran 3: B pactBop 2-mermi-2-(okcaH-2-wioKkcH)nponas-1-oma (255 mr, 1,47 mmorb) B
N, N-mumerundopmamune (10 m) nobasmsmiu rugpun Hatpus (75 wmr, 1,87 mmonb, 65% B
muHepasbHOM Macie) npu O °C. Tlocne mepememuBanus npu O °C B Teuenne 40 MUHYT B
BBILIEYKA3aHHYI0 CMECh JO00ABISUIM PacTBOp 2-Xyop-5-iioa-3-mermnmnupasuHa (266 wr, 1,05
mmodib) B N, N-gumermngopmamune (2 mun) npu 0 °C. Cmecs nepemernsainu npu 0 °C B TedeHne
2 gacoB. PeaklMOHHYIO CMeCh raCHJI BOJOW M SKCTparupoBaiu stunaneratoM. OO0beanHEeHHbIE
OpPTaHUYECKHE CJIOW TPOMBIBAJIN COJIEBBIM PACTBOPOM M CYIIMJIM HaJ O€3BOIHBIM Cyib(arom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYHMINAIUA IOCPEACTBOM
KOJIOHOUHOM (au-xpomarorpaduu ¢ 0-35% sTunanerara B neTposieiiHoM 3upe ¢ monydeHuem
5-tion-3-mermn-2-[2-metni-2-(okcaH-2-miokcu)ponokcu JnupasuHa (A146) (190 mr, 46%) B
BHzIe sxkentoro macaa. MC m/z 393,0 [M+1]".

IIpomexyTtouHoe coennHeHue A148

3-0pom-6-¢Top-2,3-murunpo- 1-6enszodypan
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Br
I

Oran 1: B cmech 6-¢grop-2H-1-6en3o¢ypan-3-ona (700,0 mr, 4,6 mmons) B MeOH (20
mut) nobasmsiin NaBHy (692,8 mr, 18,31 mMmonb) mpu komMHaTHOH Temnepartype. IloaydeHHyro
CMeCh IepeMellnBaiy B TedueHne | 4 B armocdepe azora. B BrieykasanHyo cMech 100aBsin
aueroH (10 mur) u HCI (10 mu1, 3 Monb/) mpu KOMHATHOH TeMmieparype B TedeHue 1 4. Bogublid
CJIOi sKcTparupoBasu sTHianeratoM. OObeNUHEHHbI OPraHMYECKUi pacTBOp CYIIWJIM Ha
cyabdarom HaTpus, QUIBTPOBAIM U KOHLEHTPUPOBAIM B BaKyyMe ¢ mojydeHuem O-¢rop-1-
6enzodypana (100,0 mr, 14%) B Bune 6ecusernoro macaa. TXMC (D) [M]", 136,0

Oran 2: B cmech 6-¢pTop-1-6enzodypana (600 mr, 4,4 mmonb) B CS, (10 mut) nobasinsim
Br (1,056 1, 6,61 mmons) nipu -10 °C. TToy4eHHYI0 CMECh MEpEMEIIUBANK B TeueHue 1 4 mpu
0°C B armochepe asora. BomHbii cioli 3kcTparupoBaiu auxyopmeraHoMm (3x40 wui).
OObennHEHHBIT OPraHWYEeCKUH PAcTBOP CYLIMJIM Haa Cyjib(aroM HaTtpus, (UIBTPOBAIH H
KOHLIEHTPUPOBAJIU B BaKyyMe. PacTBOp ouHIany mocpeacTBOM KOJIOHOUHOH XpomaTorpaduu Ha
cunukarene, smoupoBanun 0-10% sTunanerara B meTposiefiHOM 3dupe ¢ mojaydeHuem 2,3-
nubpom-6-drop-2,3-nuruapo-1-6enzopypana (200 mr, 15%) B BHOE KpPacHOTO TBEPIAOTO
BEIIECTBA.

Oran 3: B cmech 2,3-nubpom-6-drop-2,3-guruapo-1-6ensopypan a(200,0 mr, 0,67
MMOJb) B 3TuioBoM crmpTe (10,0 mur) mobasmsanu ruapokcun kamus (75,84 mr, 1,35 mmons).
ITonyuyennyro cmech nepemermnBain npu 80°C B Teuenne 2 4 B armocdepe a3ora. BoxHsli cioi
sKcTparupoBanu sTunaneratoM. OObeIUHEHHBbI OpPraHWYeCKUH pacTBOp CYLIWJIM Haj
cynbpaToM HaTpusi, QUIBTPOBAIM U KOHLEHTPUPOBAIM B BAaKyyMe C MOJy4YeHHeM 3-Opom-6-
¢rop-2,3-nurunpo-1-6ensopypana (200,0 Mr, HEOUHUINEHHBIH) B BHUIE KPAaCHOTO TBEPIAOrO
semectsa. | XMC (UD) [M]*, 214,0

IIpomexyrouHoe coequHeHue A149

3-Opomben3zodypan-7-kapOOHUTPHIT
Br

5

CN

Oran 1: PactBop 2-tiondenona (10,0 r, 45,45 mmons), 2-6pom-1,1-ausTokcusTana (15,4
r, 90,9 mmonb) u KoCO3 (12,56 1, 90,9 Mmons) B JIM®P (100 M) nepemermusanu npu 100°C B
TeueHHWe 16 4. PeakUMOHHYKO CMeChb racuiu BOXOW. BOAHBINA pacTBOp 3KCTparupOBAIU
stunaneratoM. OOBeIMHEHHbIE OPIraHUYECKHUE CJIOM MPOMBIBAINA COJIEBBIM PACTBOPOM, CYLIHIIN
Han 0e3BOAHBIM CysbhaToM HATpusl, GUIBTPOBAIN U KOHLEHTPUPOBAIHU B Bakyyme. OcTaTok
OUHWIAIM TIOCPENCTBOM KOJOHOUHOW (udmi-xpomarorpadpuu ¢ 0-100% sTHnanerara B
neTpojieiHoM >¢upe ¢ noiydeHueMm 1-(2,2-nusTokcusTokcn)-2-fiondenzona (7,31 r, 52,2%) B
Buze xentoro macna. MC m/z 337,1 [M+1]*

Oran 2: Cmeck 1-(2,2-nusTokcnaTokcn)-2-tondensona (19 r, 56,51 mmons) u PPA (13 1)
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B Ttomyose (200 wmu) mepememmBanu npu 100°C B Tewenwe 16 u. Cmech pa3BOIUIH
STUJIALIETaTOM U NIPOMBIBAJIA COJIEBBIM pacTBopoM. Opranndeckuil cnoit cymunu Haa Na,SOs u
KOHLIEHTpUpoBaIM B Bakyyme. OCTaTOK OYMINAIN TOCPEACTBOM KOJOHOYHOH  (pyIdI-
xpomarorpapuu ¢ 0-100% »sTunanerata B mneTposeiiHOM sdupe ¢ mnonydeHueMm 7-iioa-1-
6enzodypana (6,5 r, 42,41%) B Bune kpacuoro maciaa. MC m/z 245,0 [M+1]*

Oran 3: B nepememnBaemblii pactBop 7-Hon-1-Oenzodypana (4 r, 16,39 mmoinb) B
CHCl; (40 mn) xannsmu noGasnsin Bry (3,14 1, 19,67 mmons) npu -10 °C. Cmech 3atem
nepemetnBany npu -10°C B Teuenue 1 waca. OCTaTok nepeMelInBajIl C 3TAHOJIOM, a 3aTeM
¢unbTpoBanu. TBepablii MaTepua MPOMBIBAITN TUATHIIOBBIM 3(upoM. CMech KOHLIEHTPHPOBAJH
B BakyyMe C mnojdydeHueMm 2,3-nubpom-7-ion-2,3-nuruapo-1-6ensopypana (5,5 T,
HEOUHILIEHHBIH) B BUAe ketoro Macaa. MC m/z 402,9 [M+1]*

Oramn 4: Pactop 2,3-nubpom-7-tion-2,3-murunpo- 1-6ensodypana (5,5 r, 13,62 mmos) u
KOH (1,5 r, 27,24 mmonb) B EtOH (60 mui) mepememuBanmu npu 80°C B TeueHHe 2 4Yacos.
Bopsblit cnoit  skctparupoBanu  stuianeratoM. OObenWHEHHbIE OpraHHYecKhe (Qpakuuu
NPOMBIBAJI COJIEBBIM pacTBOPpOM. CMech KOHLIEHTPHUPOBAIN B BaKyyMe C MOJy4YeHHEM 3-OpoM-
7-tion-1-6en3odypana (3,9 r, HeounIeHHbII) B Buae Oenoro TBepaoro Bemecrsa. MC m/z 322,9
[M+1]*

Oran 5: Pacteop 3-6pom-7-tion-1-6en3zodypana (2 r, 6,19 mmons), Zn(CN), (360 mr, 3,1
mmodb) 1 PAd(PPhs)s (720 1, 0,62 Mmone) B IM® (200 min) nepemeruanu npu 100°C B TeueHue
16 u B armocdepe azora. Boxsblii pacTBOp skcTparupoBanu stuianeratoM. OObeanHEeHHbIE
OpPTraHUYECKHE CJIOM TPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIM Hal O€3BOAHBIM CyJb(paTrom
HaTpusi, (UIBTPOBAIM U KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYMINANIU IOCPEACTBOM
KOJIOHOUHOM (piaur-xpomarorpaduu ¢ 0-10% sTunanerara B neTposieiiHoM 3pupe ¢ noaydeHuem
3-6pombenzodypan-7-kapoouutpuna (1,5 r, 82,9%) B Buze xkenroro TBepAoro Bemectsa. MC
m/z 221,9 [M+1]*

IIpomexyrouHoe coequHeHue A150

3-6pom-7-xnop-1-0eH3odypan
Br

Cl

Oram 1: B cmech 7-xop-1-6enzodypana (1 r, 6,554 mmons) 8 CHCI3 (10 mi1) mobasmnsiim
Br (1,26 1, 7,865 mmons) nipu -10°C. TTony4ennyto cmech nepememupany npu -10°C B Teuenue
20 muH. 3aTeM nonydeHHyro cMech nepememusaiu npu 0°C eme B Tedenue 1 4. [TonyueHHyo
cMech KOHLeHTpupoBaiu B Bakyyme. Ocratok pacteopsiiu B EtOH. OcaxxneHHble TBEpIble
BellecTBa cobupanu myreMm QruibTpanuu u npomMeiBaiu Et,O. 3To mpuBoauio k moiydeHuro 2,3-
nubpom-7-xjop-2,3-guruapo-1-6enzopypana (1,6 r, 78,15%) B BUAe Oemoro TBEPIOTO
BELIECTBA.

Oramn 2: B cmech 2,3-nubpom-7-xiop-2,3-nurunpo-1-6ersodypana (1,6 r, 5,122 mmob)
B EtOH (10 mn) u H,O (2 mn) nobasnstmun KOH (575 wmr, 10,244 mmons) npu 0°C. TTonyueHHyro
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cmech mepemernvBand npu 80°C B Teuenue 2 4. IToydeHHYH CMECh KOHILEHTPUPOBANH B
Bakyyme. llonydennyro cmech skcrparupoBanu EtOAc. OObennHeHHBIE OpraHUYECKHE CIIOU
IPOMBIBAIA COJIEBBIM pAacTBOPOM, cymiuin Haj Oe3BogHbIM NapSO4. Ilocne ¢unbTpanuun
($uIbTPaT KOHLUEHTPUPOBAIU NMPU MOHMKEHHOM AABIEHUH. JTO NMPHUBOAMIO K IOJYYEHHIO 3-
Opom-7-xnop-1-6enzodypana (1,1 r, 92,78%) B BUIE JKENTOrO Maca.

IIpomexytounoe coeauHenue A151

1-[(5-x710p-3- UKo PONUIINTUPA3UH-2-HIT)OKCH | - 2-METHIIIIPOTIaH-2-0J1

Cl
Nl%]/
5(\0
HO

=M

B cmech S5-xmop-3-uuknonponuwimnupasud-2-oaa (530 mr, 3,107 mmone) B JIM®P (10 M)
nobasysmn KoCO3 (858 wr, 6,214 mmonb) u 2-nponanon 1-xmnop-2-metun-(404,75 wr, 3,728
MMoJib). Tlonyuennyro cmech nepememmusanyu npu 80°C B Teuenne Houn. IIONy4eHHYIO CMECH
skcrparuposanu EtOAc. O0bpennHeHHbIe OpraHUYEeCKHe CIION MPOMBIBAIIN COJIEBBIM PACTBOPOM,
cyumi Hax OesBomHbIM NaxSOy4. Ilocne ¢unbrpaumu QuiabTpaT KOHLEHTPUPOBAIHM TIPHU
NOHMKEHHOM AaBnieHHH. OCTaTOK OYMIAIIN TTOCPEACTBOM KOJIOHOUHOMH (isiI-xpomarorpaduu ¢
0-50% ostunanerara B 119 ¢ momyuerneMm 1-[(5-x70p-3-UUKIONPONHINHPA3UH-2-UIT)OKCH|-2-
metunmponan-2-ona (437 mr, 57,96%) B Bune 6ecusernoro macna. MC m/z 243,0 [M+1]*

IIpomexyTouHoe coequHeHue A 160

Tper-OyTtun 3-[[5-6pom-3-(MeTunTro)nupasuH-2-ui|oKCH | TUPPOIUIANH- 1 -kapOoKcHIaT

™5
N ’J\’/U

Bri\ﬁN \]::N—Boc

Oran 1: Cmech 5-Opom-3-xnoprmmpasus-2-amuna (500 mr, 2,40 mmoins) 1 CH3SNa (202
mr, 2,88 mmons) B MeOH (5 mn) nepemermuBanu npu 65°C B Teuenue 3 4. CMech pa3BoauIm
STUJIALIETATOM, TIPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIWJIHM HaJ O€3BOAHBIM CYJb()aTOM HATPUS,
(UIbTPOBAIM M KOHLEHTPHPOBAIU B BakyyMme. OCTaTOK OUYMINAIHM MOCPEICTBOM KOJIOHOYHOM
dmm-xpomarorpaduu ¢ 0-100% sTunanerara B neTpojieitHoM 3dupe ¢ nonydeHueM S-opom-3-
(MeTunTno)nupasuH-2-amuna (430 mr, 73,30%) B Buge Genoro TBepmoro Bemectsa. MC m/z
219,9 [M+1]".

Oran 2: Cmech 5-6pom-3-(MernnTuo)nupasun-2-amuna (380 wmr, 1,73 mmons) 1 NaNO,
(131 wmr, 1,90 mmone) B HySO4 (5% B H,0) (4 M) nepememuBany npyu KOMHATHOH TeMITEpaType
B TeueHne 2 4. CMech pa3BOAMIM STHIALIETATOM, IPOMBIBAJIN COJIEBBIM PACTBOPOM, CYIIWIIH HA
0e3BogHBIM CynbpaToM HaTpus, (UIBTPOBAIM M KOHLEHTpUpOBaiIM B Bakyyme. OcraTok
OUWINAIA TIOCPENCTBOM KOJOHOUHOUW (udmi-xpomarorpadpuu ¢ 0-100% sTmnanerara B
NeTPoJIeHOM 3>¢upe ¢ mojydeHueM S-Opom-3-(Meruntuo)nupasus-2-ona (258 mr, 60,83%) B
Buze Oesoro TBepaoro Bemectsa. MC m/z 220,9 [M+17".

Oran 3: B cmech 5-0pom-3-(metuntuo)nupazus-2-oaa (200 mr, 0,91 Mmons), Tper-OyTun

3-rugpokcunupponuanH- 1-kapookcunara (254 mr, 1,36 mmons) u PPhs (356 wmr, 1,36 Mmmonb) B
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TT'® (2 M) pobasmsm AUAJL (274 mr, 1,36 mmonb). CMech nepeMernnBaiy npu KOMHATHOH
Temneparype B TeueHue 16 u. Cmech pa3sBOAWIM STHJIAIETATOM, NPOMBIBAIN COJEBBIM
pacTBOPOM, CYLIMIHM Haj O€3BOAHBIM CyJb(paToM HaTpHs, GUIBTPOBAIU U KOHLEHTPUPOBAIU B
Bakyyme. OCTaTok O4YMIIANM MOCPENCTBOM KOJOHOYHOH ¢umii-xpomarorpagpuu ¢ 0-100%
STHiaLeTata B merposeiiHoM 3dupe ¢ momyueHueM  Tper-Oytmn - 3-[[5-Opom-3-
(MeTunTHO)TUpPA3UH-2-1 |oKcH [iupponuanH- 1 -kapOokcunara (300 wmr, 82,41%) B BuUze
6ecusernoro Maciaa. MC m/z 390,0 [M+1]".

IIpomexyrouHoe coenuHeHue A161

TpeT-OyThi 3-((5-tion-3-MeTHIUpa3uH-2- 11 )OKCH )-3-METHIITUPPOTHIUH- 1 -

kapOoKcunar

0
NJ%( .
I”“\"iN \{:N e

B pactBop 2-xmop-5-iion-3-mermnnupasusa (733 wmr, 2,88 mmonb) B Tomyose (8 mi)
n00aBISIN TPET-OYTHIT 3-TUAPOKCH-3-METHIIMTUPPOIUANH-1-kapbokcunat (579 wmr, 2,88 mmonb)
u t-BuOK (646 mr, 5,76 mmonb). 3ateM cmech nepemeumBanu npu 120°C B TedeHue 16 u.
CMmech pa3BOIMIM 3TUJIALIETATOM, NMPOMBIBAIN COJIEBBIM PAaCTBOPOM, CYLIMIIHM Hajx OE3BOIHBIM
cyab(aroM HaTpus, (UIBTPOBAIM U KOHLEHTpHpPOBaNM B Bakyyme. OcCTaTok odMIIanu
MOCPENCTBOM KOJIOHOWHOH (piatn-xpomarorpaduu ¢ 0-50% stunanerara B MeTpoIeHOM dupe
¢ mojydeHueM TpeT-Oytun 3-((5-Hon-3-mMeTunnupasuH-2-ui)oKCH)-3-METUIIITHPPOIUANH- 1 -
kap6oxcunata (150 mr, 12,42%) B Buze xenrtoro macna. MC m/z 420,1 [M+1]".

ITpomexytouHoe coeauHeHue A162

1-[(6-Opom-2-MeTUANUPUANH-3-1JT)OKCH |-2-MeTHIINPONaH-2-aMUH

NS O\XNHZ

Br =

B cmech 2-amuHO-2-metun-1-nponanona (1 r, 11,21 mmons) B IM® (5 mi) nobasnsiiu
NaH (0,36 1, 14,946 mmonb) nipu 0 °C. Tlonyuennyto cmech nepementrsanu npu 0 °C B TeueHne
30 MmuH B armocdepe aszora. B BblmeykasaHHyr cMech no0aBisi  6-Opom-3-¢rop-2-
merwmupuaud (1,42 r, 7,473 mmons). IlonydeHHYI0 CMeCh NMEpeMEInuBaId MPH KOMHATHOM
Temmeparype B TeueHHe 16 4. 3areM peakIMOHHYK CMeChb TacHiid JOOABJICHHWEM BOIBL
IMony4yennyro cmech skcrparupoanu EtOAc (3x20 mu). OObeMHEHHbIE OpPTraHWMYECKHE CJIOU
NPOMBIBAIM COJNEBBIM pacTtBopoM (1x5 wmu), cymmnmm Han OesBomabiM  NapSOy4. Ilocne
¢unbTpaunu GUIBTPAT KOHLIEHTPUPOBAIHM TNPH TMOHIKEHHOM rAaBieHHH. OCTaTOK OYHINAIH
MOCPEICTBOM KOJIOHOUHOU (umin-xpomartorpaduu ¢ 0-50% s>tunanerara B I19 ¢ monydernem 1-
[(6-Opom-2-meTunmupunuH-3-mn)okcu|-2-metunmnponan-2-amuaa (170 wmr, 8,78%) B BUze
senroro macaa. MC m/z 259,1 [M+1]".

IIpomexyTouHoe coequHeHue A163

6-XJI0p-2-METOKCUITUPUINH-3-KapOoKkcaMu
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B cmech 6-XJ10p-2-MeTOKCHITUPHINH-3-kapOoHoBO# kucnotsl (200,0 mr, 1,06 mmonb) B
AXM (5,0 mn) u IM® (0,2 mn) kammssmu pobasisin (COCl), (202,9 mr, 1,59 mmons).
IlonyueHHyr0 cMechb NEpeMelIMBAIM NPU KOMHATHOM TemrepaType B Te4YeHHE 3 4YacoB.
ITony4yenHyr0o cMech KOHLEHTPUPOBaIM B Bakyyme. B Bbllleyka3aHHYI0 CMeCh KaIUISIMU
nobasmsimn NH3.H,O (15,0 wu1), monydeHHYHO CMeCh TNEepeMEIINBad TNPH KOMHATHON
temneparype B TedeHue 10 muH. [ToaydeHHy0 cMech (GUIBTPOBAIH, (PHIIBTPALIIOHHBINA OCaJOK
NPOMBIBAJIN 3THIaLETaToM. PUIbTPALMOHHBIN OCaOK MPEACTaBisieT co0ol mponaykr. IIpoaykr
NpPEeACTaBIsieT co00H 6-XJop-2-MeTokcunupuanH-3-kapdokcamun (190,0 mr, 95%) B BHIe
6enoro TBepaoro Bemectsa. MC m/z 186,9 [M+1]".

ITpomexyrounoe coequHeHue A 164

5-6pom-2-((1-(2-METOKCUITHI ) TUPPOTHIUH-3- 1T )OKCH )-3-METHIITUPA3UH
a
N Jm\r \CN
|
Br/l\‘;N —->
O
AN

B pactBop 5-6pom-3-meTun-2-(nupponuans-3-unokcu)nupaszusa (600 mr, 2,32 MMonb) B
AITH (6 M) nobasmsmu KoCOs3 (535 wmr, 3,87 mmons). CMmech nepemMernnBaiyi nIpyu KOMHATHON
TeMrieparype B TedeHre 20 MUH, 3a 3TUM cliefoBajo nobdasyenue 1-6pom-2-merokcustana (484
mr, 3,48 MMOJIb) TpU KOMHATHOM Temnepatype. 3ateM cMech HarpeBanu npu 80°C B TeueHue 16
4. OCTaTOK OUHMINAJIH MOCPEACTBOM KOJOHOUHOU (dui-xpomarorpadun ¢ 0-55% stunanerara B
neTpoJieitHoM 3¢upe ¢ nonydeHueM S-0pom-2-((1-(2-MeTOKCUITHI)TUPPOTHINH-3-UJT)OKCH)-3-
metunnupasuna (300 mr, 40,82%) B Buse rpssHo-6enoro macna. MC m/z 316,1 [M+1]*.

ITpomexyrouHoe coequHenue A 165

1-[3-[(5-6pom-3-MeTunmupasuH-2- 1) OKCH |TUPPOTUANH- | -1J1]-2-MEeTOKCHI TAHOH
N /%/O\CN 0
i
Aot T
o
At

B cmece 5-Opom-3-merun-2-(nupponuans-3-mnokcu)nupasusa (200 mr, 0,76 MMonb) u
TOA (549 wmr, 5,42 mmonb) B AXM (2 min) yactsmu nodaBisim MeTokcnanetuiaxiaopun (126 wr,
1,16 mmonp) mnpu KOMHaTHOH Ttemmeparype. (CMmech mepeMelnBaid TIpPH KOMHATHOM
temneparype B TedeHne 2 4. OcTaBHIMICA TPONYKT OUHMINAIM MOCPEACTBOM  (PIIdII-
xpomatorpadun ¢ 0-30% stunanerara B nerpojieiiHoM ddupe ¢ noiaydenuem 1-[3-[(5-Opom-3-
METHJITMPA3UH-2-UJT)OKCH [TUppONHanH- 1 -1 ]-2-meTokcnsTanoHa (198 wmr, 77,39%) B Buze
senroro macaa. MC m/z 330,2 [M+1]".

IIpomexytouHoe coeauHeHue A166
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2-x710p-N-HU30MPONMIXUHOJHH-5-KapOoKcaMua

Oran 1: B cmech 5-Opomxunonuna (10 r, 48,064 mmonb) B MeOH (50 mun) noGasnsiiu
Pd(dpph)Cl, (3,52 r, 4,806 mmonb) u TOA (14,59 r, 144,192 mmonb). [TonydeHHyrO CMeCh
nepememnBan npu 65°C B Teuenue 16 u B atmochepe CO. OCTaTOK OUUIIAIM TOCPEACTBOM
KOJIOHOYHOM (iaur-xpomarorpaduu ¢ 0-60% sTunanerara B neTposieiiHOM 3upe ¢ mojaydeHuem
MeTUJ XUHOIUH-5-kapbokcunata (9,5 r, 89,75%) B Buge :xenroro macia. MC m/z 1881 [M+1]*

Oran 2: B cmech MeTrn XuHOMUH-5-kapOokcninara (1 r, 5,342 mmons) B AXM (20 mi)
nobasmsmn m-CPBA (1,155 1, 6,677 wmmonb). IlonyueHHyH0 cMmech MepeMeInBaid TpU
KOMHATHOW TeMImeparype B TeueHHue Ho4H. IloyydeHHyI0 cMeCh KOHLIEHTPHPOBAJIU B BaKyyMe.
OTO TNPUBONMIO K TOJNYyYEHUIO MeTHN |-okco-lmsambOnaS-xuHonuH-5-kapbokcunara (1,4 T,
HEOUMILEHHBIN) B BUIE KeNTOro TBepaoro semectsa. MC m/z 204,1 [M+1]"

Oran 3: B cmece mermn 1-okco-lmsimOnaS-xunonuH-5-kapOokcmnara (1,4 r, 6,890
mmonb) B POCl5 (10 1, 65,218 mmosb). ITonyuenHyto cmech nepeMemusani npu 90°C B Teuenune
Houu. Peakimio racumu cmechro Boma/nen npu 0°C. Cmech nommenauusanu 10 pH 8
HaceimeHHsIM NaHCOj3 (Boas.). TTonyuennyto cmech sxctparupoBain EtOAc. OObvennHeHHbIE
OpPTraHUYECKHE CIIOM MPOMBIBAJIN COJIEBBIM PACTBOPOM, CyIIWiIM Haj Oe3BomHbIM NarSOy. ITocne
¢unbTpauuu (GUIBTPAT KOHLEHTPUPOBAIM MPH IMOHIKEHHOM raBieHHH. OCTaTOK O4YHUINAIU
MOCPEICTBOM KOJIOHOYHOH (uii-xpomarorpaduu ¢ 0-50% sTusanerara B meTposieitHoM 3¢ upe
C TIOJyYEeHHEM METHUJI 2-XJIOPXHUHOJHH-S-kapOokcunata (630 wmr, 41,26%) B BHIe KeITOro
tBepaoro semectsa. MC m/z 222,0 [M+1]"

Oran 4: B cmech MeTut 2-XJI0pXUHOMMH-S-kapookcunara (300 mr, 1,354 mmons) B TT' @
(2 M) u HyO (2 mn) noGasnsmu LiOH (97 mr, 4,060 mmoss) npu 0°C. TlonydeHHYI0 CMeCh
nepemMelmBaid IIPU KOMHATHOM Temmepatype B TedeHue 2 4. IlomydenHyro cmech
KOHLIEHTPUPOBAIA B BaKyyMe. JTO MPHUBOAMIO K MOIYUYEHHUIO 2-XJIOPXHHOJNH-5-KapOOHOBOH
kucoThl (280 Mr, HeouMeHHas) B Bujie 6enoro Teepaoro semecrsa. MC m/z 208,0 [M+1]"

Oran 5: B cMech 2-XJIOpXUHONMH-5-KapOoHoBOH kucnoTel (280 wmr, 1,417 mMmonb) B
JIM® (3 mn) nobasmsumu [IUDA (549 wr, 4,251 mmons) u HATU (808 wmr, 2,125 mMMmob).
IlonyueHHyr0 CMech MNepeMeluBajIu NPU KOMHATHOH Temneparype B TedeHue 30 muH. B
BBILIEYKA3aHHYI0 CMeCh a00aBisu m3onpornuiamuH (251 wmr, 4,251 mmons). Ilonydennyro
CMEeCh NepeMellnBaIu NPU KOMHATHOM TemmepaType B Tedenue 2 4. IlomydenHyro cmech
skcrparuposanu EtOAc. O0bpennHeHHbIe OpraHMYeCKHe CIION MPOMBIBAJIN COJIEBBIM PACTBOPOM,
cyuminn Hajx OesBomHbIM NapSOy4. Ilocnme ¢unbrpanmnu QuiasTpaT KOHLEHTPUPOBAIM TIPHU
NOHMKEHHOM AaBnieHHH. OCTaTOK OYUIIANIN TOCPEACTBOM KOJIOHOUHOMN (isiI-xpomarorpaduu ¢

0-50% stunaunerara B I1D ¢ nonydyenuem 2-xyaop-N-U30nponuiIxuHONIMH-5-kapookcamuaa (150
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mr, 42,57%) B Bune 6eoro Teepaoro semectea. MC m/z 249,0 [M+1]"
IIpomexyTouHoe coeauHeHue A167

Tper-OyTun N-[2-[(5-Opom-3-MeTunnupasnH-2-1i)oKcH Juponui|kapdamar

H N~ N
Bm:“N\/Lg/L\\(

B cmech of 5-6pom-3-merunnupasun-2-ona (300 mr, 1,587 mmonb) u Tper-Oytun N-(2-
ruapokcunpommin)kapdbamara (306 mr, 1,746 mmonb) B TT'®@ (5 mi) nobasmsmu PPhs (624 wr,
2,381 mmonb) u JIUAJL (481 wmr, 2,381 mmons) npu 0°C. TToay4eHHY0 CMEChH MEPEMEINMBAIIN
NpU KOMHATHOW TeMIlepaType B Te4YeHHWe HOouYM B aTMmocdepe azora. [lonmyueHHyH cMmech
KOHLIEHTPpUpPOBAIM B Bakyyme. OCTaTOK O4YMINANK MOCPEACTBOM KOJOHOYHOH  (hiaim-
xpomartorpaduu ¢ 0-40% stunanerara B [1D ¢ monydenuem Tper-Oytun N-[2-[(5-Opom-3-
METHJIITHPa3UH-2-1i)oKcH [ipori [kapoamara (400 mr, 72,79%) B Buae Oenoro macna. MC m/z
346,0 [M+1]".

ITpomexyrounoe coennHeHue A168

TpeT-OyThin 3,3-mudTop-4-[(5-ioxn-3-MeTrnmnupasuH-2- i1 )OKCH | TUPPOTHINH- 1 -

KapOOKcHaT

e

B cmechk Tper-Oytun 3,3-audrop-4-rugpokcunupponuans- 1-kapookcunara (88 mr, 0,393
mMmoiib) B JIM® (4 mun) nobasmsuiu NaH (19 mr, 0,786 mmonb) npu 0 °C. IlonyueHHy0 cMech
nepememuBanu npu 0 °C B Teuernne 30 MuH B arMocepe azora. B BblIeyka3aHHYIO CMeCh
nobaBmsu  2-xnop-5-iion-3-merunmupasud (100 mr, 0,393 mmonb). IlomyuenHyro cmech
nepeMelInBald NpU KOMHATHOM TemmepaType B TedeHue 1 4. 3aTeM peakIMOHHYIO CMeCh
racui noOaBneHueM Bozabl IlomydyeHHyro cmech skcrparupoBaiu EtOAc (3x20  wmm).
OObenMHEHHbIE OPTaHUYECKUE CJIOM MPOMBIBAIU COJNIEBBIM pacTBopoM (1x5 mit), cyummau Hax
6e3BogHbiM NapSOy4. IMocne ¢unbrpaunu (QUIbTpaT KOHUEHTPUPOBAIM TPU IMOHMKEHHOM
nasiennn. OCTATOK OYMINANIUA TIOCPEICTBOM KOJOHOUHOH (am-xpomarorpaduu ¢ 0-50%
stunanerata B IID ¢ monyueHuem tper-Oytun 3,3-mudrop-4-[(5-tion-3-mernanupasus-2-
WIT)OKCH |muppouanH- 1 -kapbokcunara (100 mr, 57,67%) B Bupe ceryo-xkentoro macia. MC
m/z 442,0 [M+1]*.

ITpomexytounoe coeqnHeHue A 169

1-[3,3-mudrop-4-[(5-tion-3-meTnnnupasuH-2-ui)OKCH | TUPPOITUINH- | - 1T |3 TaHOH
O O
N ..’#J\T
| N
/J\“—/N F J:\/ ’_<
F

Oran 1: Cwmech TpeT-OyTHin 3,3-nudTop-4-[(5-ion-3-mMeTrunnupasus-2-
wi)okcH |nupponuan- 1 -kapookcunara (50 mr, 0,113 mmons) B HCI B 1,4-nuokcane (5 mi, 4 H.)

nepemMelmBaid IIpU  KOMHATHOM Temmepatype B TedueHue 1 4. Ilomydennyro cmech
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KOHIIEHTPUPOBAJIM B BaKyyMe C moyiydeHueM 2-[(4,4-nudropnupponunus-3-ui)okcu|-5-iion-3-
metunnupasuna (35 mr, 90,55%) B Buge xenroro maciaa. MC m/z 341,9 [M+1]".

Oran 2: B cmech 2-[(4,4-mudroprnupponunus-3-un)okcu|-5-ton-3-merunnupasusa (80
mr, 0,235 mmonp) B JAXM (3 mi) kammimu pobGasnsamun TOA (72 wr, 0,704 mmonb) u
aueruxjopun (21 wmr, 0,258 mmons) nipu 0°C. TTonydennywo cmech nepememmusany npu 0°C B
teuenne 1 4. Peakumro racunmu MeOH npu 0°C. TlonydeHHYIO CMeCh KOHLEHTPHPOBAIU B
BakyyMme. OCTaToOK O4YMINANM MOCPEACTBOM KOJOHOYHOH (umm-xpomarorpapun ¢ 0-50%
stunanerata B IID ¢ mnomyuenuem  1-[3,3-gudrop-4-[(5-tion-3-merunnupasuH-2-
W1)OKCH |muppoauaut- 1-unlstanona (80 mr, 89,03%) B Bunme kentoro macia. MC m/z 3840
[M+1]*.

ITpomexyrounoe coequHeHue A170

6-0poM-2-meThII-3-[ 2-MeTHII-2-( OKCaH-2-UIIOKCH JITIPOTIOKCH | TUPUIIH

0
N= j \>'\OTHP

Elrx

B cmeck 2-mernn-2-(okcan-2-uiokcu)nponas-1-omna (1,29 r, 7,36 mmons) B JIM® (5 M)
nobGasystm NaH (252 mr, 10,525 mmone) npu 0 °C. Ilony4yenHyro cMech nepemMernnBaiy npu 0
°C B Teuenue 30 muH B atMoc(epe a3ora. B Bhimeyka3zaHHY0 cMmech N00aBsin 6-Opom-3-
¢Top-2-mermnmupuaua (1 1, 5,263 wmmonb). IlodaydeHHyr0 cMech MepeMeluBaid TpU
KOMHATHOW Temreparype B TedeHue 16 4. 3aTeM peakLMOHHYK CMeCh racHiii J0OaBJIEHUEM
Bonpl. [lomyuennyro cmech skcrparupoBanu EtOAc. OObennHeHHBIE OpraHMYECKHE CIIOH
NPOMBIBAIM COJIEBBIM pAacTBOpOM, cyiimiau Haj Oe3BogHbM NapSO4. Ilocne ¢unbTpanuun
(GuUIbTPaT KOHLEHTPUPOBAJIU INPH IMOHIKEHHOM naBieHuu. OCTaTOK OYMIIAIN IOCPEACTBOM
KOJIOHOUHOU (am-xpomarorpadpuu ¢ 0-40% stunauerara B 1D ¢ monydeHuem 6-Opom-2-
MeTHII-3-[ 2-MeTH-2-(okcaH-2-uinokcu )nponokcu |mupuanna (1 r, 55,20%) B Bune OecuBeTHOro
macaa. MC m/z 344,0 [M+1]".

ITpomexyrouHoe coenuHeHue A171

5-tion-3-mermn-2-[(3-MeTUIIOKCEeTaH- 3-1J1)METOKCH | THPa3HH

Nl’%rqq" I
T

B cmece (3-mermnokceran-3-mm)meranona (81 wmr, 0,786 mmonp) B JIMD® (4 wmn)
nobasstmn NaH (63 wmr, 1,572 mmons) npu 0 °C. ITonyueHnyro cmech nepemernnsainy npu 0 °C
B TeueHue 30 MuH B atMocepe a3ora. B Bbllieyka3aHHYIO cMech A00aBisun 2-XJiop-5-fion-3-
meruimupasud (200 mr, 0,786 mmonp). IlonydeHHYI0 CMeCh MepeMelMBaii NP KOMHATHOM
Temmneparype B TeueHHe 16 4. 3areM pEaKIMOHHYK) CMECh TacHiid JOOAaBJIEHHWEM BOJBL
[Tonyuennyro cmech skcrparupoBanu EtOAc (3%20 mui). OObequHEHHbIE OpraHUYECKUE CIIOU
IPOMBIBAIN COJNEBBIM pacTtBopoM (1x5 mu), cymmnmm Han Oe3BomHbiM  NapSO,4. Ilocne
¢unbTpauuu GUIBTPAT KOHLEHTPUPOBAIM INPH IOHIKEHHOM rAaBieHHH. OCTaTOK O4YHUINAIU

TIOCPEICTBOM KOJIOHOUHOU (umii-xpomartorpaduu ¢ 0-40% stunauerara B I13 ¢ nonydenuem 5-
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fon-3-mermn-2-[(3-meTunokceras-3-un)merokcu [nupasuHa (120 mr, 47,69%) B Buzme cBeTIIO-
senroro macaa. MC m/z 321,0 [M+1]".
IIpomexyTouHoe coequHeHue A172

1-[(5-Opom-3-MeTunmnupasus-2-ui)(MEeTHUI)aMUHO| -2 - METUIITIIPOTIaH-2-0J1
f
) J}’N \’M\OH
BrJ\':/N

Oran 1. B cmech 2-xmop-3-merunnupasuna (300 mr, 2,334 mmonb) U 2-meTui-1-
(MeTunamuHO)nponan-2-oma (289 mr, 2,801 mmone) B Toayoue (5 mu) nobassutu Pdy(dba)s (214
mr, 0,233 mmomnb), XPhos (111 wmr, 0,233 mmonb) u t-BuONa (448 wmr, 4,668 mMMmoub).
[Tonyuennyro cmech mnepememuBanu npu 100 °C B TeueHme HOuM B armocepe asora.
[TonyueHHYI0 CMeCh KOHLEHTPHPOBaTM B BakyyMe. (OCTaTOK OYHINAIH TOCPEICTBOM
KOJIOHOUHOU (am-xpomarorpaduu ¢ 0-50% stunanerara B I[1D ¢ nonydeHuem 2-metui-1-
[MeTmn(3-meTnnnupa3ul-2-mwi)amuHo [nponan-2-oma (200 mr, 43,89%) B BHOE KENTOro
tBepaoro Bemectsa. MC m/z 196,1 [M+1]".

Oran 2: B cmech 2-merun-1-[mermn(3-meTmnnupasus-2-ui)aMuHo | nponas-2-omna (200
mr, 1,104 mmonp) B ALTH (5 mu) nobasmsiim NBS (196 mr, 1,104 mmons). ITony4yernyro cMmech
nepemMelMBaid IIPU KOMHATHOM Temmepatype B TedeHue 1 4. Ilomydennyro cmech
skcrparuposanu EtOAc. O0bpennHeHHbIe OpraHMYeCKHe CION MPOMBIBAJIN COJIEBBIM PACTBOPOM,
cyumnn Hax Oe3BomHbIM NaxSOy4. Ilocne ¢unbrpanmnm QuiabTparT KOHLEHTPUPOBAIHM TIPU
NOHMKEHHOM AaBieHHH. OCTaTOK OYMIIAIN TOCPEACTBOM KOJOHOUHOM (iiI-xpomarorpaduu ¢
0-50% osTunanerara B merponeiHoM 3¢dupe ¢ momydeHueM 1-[(5-Opom-3-mernnnupasuH-2-
w1)(MeTH)aMuHO | -2-MeTunnponaHs-2-oia (90 mr, 32,05%) B Buze KeNnToro TBEpAOro BEIIEeCTBa.
MC m/z 274,1 [M+1]*

ITpomesxyTouHoe coenunenue A173

1-[(5-6pom-3-MeTunnupasuH-2-ui)(3THI)aMHHO | -2 -METHITIPOTIaH-2-0J1
N %’N \‘>‘\
/j\/l' OH
BN

Oran 1: B cmech 2-xmop-3-mermnmnupasud (250 mr, 1,945 mmons) u 1-(3THnaMuHoO)-2-
MeTHInponaH-2-ona (273 mr, 2,334 mmounb) B nuokcane (3 min) nodasisuin Pd-PEPPSI-IHeptCl
3-xnmopnupuaud (189 wmr, 0,194 mmons) u CsyCOs (1,90 1, 5,834 mmons). [lonydeHHyO cMech
nepememuBaiy npu 90 °C B TeueHue Houu B atmocdepe azora. CMech KOHLEHTPHPOBAIH B
Bakyyme. (OCTaTOK OUHMIIANK MOCPEACTBOM KOJIOHOYHOW (am-xpomarorpapuu ¢ 0-40%
stunanerara B [19 ¢ monyuernem 1-[3Tun(3-MeTHnnupasnH-2-1i1)aMHHO|-2-MEeTHIIIPOTaH-2-0J1a
(295 wmr, 72,70%) B Bune kopuuHeBoro Macaa. MC m/z 210,1 [M+1]".

Oran 2: B cmech 1-[3Tun(3-mernnnupasus-2-ui)aMuHoO|-2-MeTminponas-2-ona (255 wmr,
1,218 mmonp) B ALIH (3 ™) nobasmsiin NBS (217 wmr, 1,218 mmons). Ilonydennyro cMech
nepemMelmBaid IIPU KOMHATHOM Temmepatype B TedueHue 2 4. llomydennyro cmech

skcrparuposanu EtOAc. O0pennHeHHble OpraHMYeCcKHe CIOU MPOMBIBAJIN COJIEBBIM PACTBOPOM,
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cyuminn Hax Oe3BomHbIM NaxSOy4. Ilocne ¢unbrpanmnu QuiabTpaT KOHLEHTPUPOBAIH TIPU
NOHMKEHHOM JaBJIGHUU. OJTO TMPUBOAMIO K mosydeHuro 1-[(5-Opom-3-mermnnupasus-2-
i) (3Trn)amMuHo |- 2-metuimnponas-2-oma (330 mr, 93,98%) B BuIE KENTOro TBEPAOTO BELIECTBA.
MC m/z 288,1 [M+1]".

IIpomexytouHoe coenuHenue Al174

5-tion-3-merun-2-[[ 1-(oKcaH-2-MIOKCH )IUKJIOTPOIHII | METOKCH | TUPa3HH

O\SZOTH p

Oran 1: B cmech Mmetun 1-rugpokcunmkionponas- 1-kapookcuinara (1 r, 8,612 mmounb) B
JAXM (10 mn) mobasnsiiu DHP (1,09 r, 12,958 mmons) u PPTS (0,11 r, 0,438 mmons) npu 0°C.
IlonyueHHyr0 cMech NepeMellMBaIM MPU KOMHATHOM Temieparype B TedeHue 4 4acos.
IMony4yennyro cmech 3kcTparupoBain EtOAc. OO0bequHeHHbIE OPTaHUYECKHE CJIOU TPOMBIBAITU
COJIEBBIM pPAacTBOpPOM, cymwin Han Oe3BomHbiM NapSOs. Ilocne dQunbrpanym  QuieTpar
KOHLIEHTPUPOBAJIN MPU MOHWKEHHOM JaBJIEHUH. JTO MPUBOAMIIO K MTOJNYIEHHIO METHI 1-(OKCaH-
2-nokCH )UK IIonponas-1-kap6okcunara (1,8 T, HeOUMIIEHHBIT) B BHe KenToro macma. 'H
SAMP (400 MI'u, AMCO-de) & 4,87-4,75 (m, 1H), 3,80-3,70 (M, 1H), 3,64 (c, 3H), 3,49-3,37 (m,
1H), 1,70-1,65 (m, 1H), 1,73-1,64 (m, 2H), 1,58-1,48 (m, 1H), 1,48-1,37 (m, 1H), 1,42 (c, 1H),
1,24-1,15 (m, 2H), 1,19-1,10 (m, 2H).

Oran 2: B cmech metun 1-(okcaH-2-mokcH)uukionponas- 1-kapdokcunara (1,8 r, 8,989
mMmoib) B TT'® (20 min) noGasmsimu LAH (0,34 1, 8,958 mmonb) nipu 0°C B atmMocepe asora.
IMonyuennyro cmech mnepememmBaiu npu 0°C B Teuenne 4 u. IlonydeHHYHO CMeCh
skctparuposain EtOAc. O0bequHeHHbIE OPraHUYeCKHe CJIOM IPOMBIBAIN COJIEBBIM PacTBOPOM,
cymmi Hax Oe3BomgHbIM NapSO4. Ilocne dunbrpamum (QuiabTpaT KOHLEHTPHPOBAIU IPH
MOHUXEHHOM JIABJICHUU. 310 MIPUBOAMIIO K MOJIYYEHUIO [1-(okcan-2-
miokcH)upKonporm|meratona (1,6 r, HeounmeHHbiil) B Bune skearoro mMacaa. 'H SIMP (400
MTI'u, IMCO-dg) 6 4,86-4,76 (m, 1H), 4,58-4,51 (m, 1H), 3,86-3,76 (m, 1H), 3,64-3,53 (m, 1H),
3,51-3,43 (m, 1H), 3,47-3,35 (m, 1H), 3,17 (n, J=5,2 I'u, 1H), 1,77-1,63 (M, 1H), 1,67-1,52 (M,
1H), 1,55-1,42 (m, 1H), 1,46-1,30 (M, 2H), 0,90-0,79 (m, 1H), 0,71-0,60 (m, 1H), 0,63-0,42 (m,
2H).

Oran 3: B cmech [1-(okcaH-2-unokcn)mkionponui|meranona (666 wmr, 3,871) B JIM®
(5 M) nobasnsu NaH (186 mr, 7,742 mmons) nipu 0 °C. ITony4ueHHYIO CMECh TepEeMELINBAN B
teuenne 30 mumH mpu O °C. B BblmeykasaHHYI cMecb n00aBisuid  2-XJyop-5-iioa-3-
metruimupasul (985,00 mr, 3,871 mmons). IlonydeHHy0 cMech epeMelINBaIi IPU KOMHATHOM
Temneparype B TeueHue Houu. [lomyueHHyro cmech skctparupoBain EtOAc. OObennHeHHbIE
OpPTaHUYECKHE CIION MPOMBIBAJIN COJIEBBIM PAacCTBOPOM, cyInmin Haj Oe3BomHbIM Na,SO4. ITocne
¢unbTpauuu QUIBTPAT KOHIEHTPUPOBAIHM INPH IMOHIKEHHOM rAaBiieHHH. OCTaTOK OYHINAIH
MOCPEACTBOM KOJIOHOUHOM (i ii-xpomarorpaduu ¢ 0-50% stunaunerata B [19 ¢ monydyenunem 5-
fion-3-merun-2-[[ 1-(okcaH-2-unokcH ) uuKIonponui | MeTokcu | nupasuda (430 wmr, 28,47%) B

Buze xentoro macna. MC m/z 391,0 [M+1]*
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IIpomexyTouHoe coequHenue A175
(2R,3R)-3-[(5-#10n-3-MeTrnnupa3uH-2-1mi1)oKcH | Oy TaH-2-011

B cmecs (R, R)-0yTan-2,3-quona (106 mr, 1,179 mmons) B JIM® (1 mu) nobasmsiiu NaH
(57 wr, 2,358 mmonb). Ionyuennyo cmech nepememmsanu npu 0°C B Teuenue 30 MuH B
atMoc(epe azora. B BhIleyKka3aHHYIO cMeChb H00aBysuU 2-xjop-5-iion-3-merunmupasud (300
mr, 1,179 mmons). ITonyueHHyI0 cMech epeMelBaiIy IpU KOMHATHON TeMIepaType B TeUeHHe
1 4. Ilonydyennyro cmechb skctparupoBain EtOAc. OObenuHEHHBIE OpPTaHUYECKHUE CJIOH
NPOMBIBAJIM COJIEBBIM pAacTBOpOM, cyimmian Haj Oe3BomHbiM NapSOs. Ilocne ¢unbTpanuun
(¢UIbTPaT KOHLUEHTPUPOBAIU NMPHU TMOHIKEHHOM naBieHWH. OCTaTOK OYHINAIU TOCPEACTBOM
KOJIOHOUHOM (am-xpomarorpaduu ¢ 0-40% stunanerata B I[19 ¢ monyuenuem (2R,3R)-3-[(5-
Hon-3-mermnmnupasun-2-mn)okcu |0yran-2-oma (224 wmr, 55,99%) B BHIE KOPUYHEBOrO Macia.
MC m/z 309,0 [M+1]".

ITpomexytounoe coequHeHue A176

1-[(5-tion-3-MeTunnupa3uH-2- 11 )OKCH |IpOnaH-2-0
N JYO\/LOH
A N

Oran 1: B cmecy 2-merokcunpomanona (128 wr, 1,415 mmons) B JIM® (5 M)
nob6asnsmu NaH (57 mr, 2,358 mmons) npu 0 °C. ITonyuennyro cmecs nepemerusanu mpu 0 °C
B TedueHue 30 MuH B atMoc(epe a3ora. B BbleykasaHHyr cMech 100aBisuin 2-xJop-5-ion-3-
metunupasud (300 mr, 1,179 mmons). TlonydeHHy0 cMeCh mMepeMeInnBagd MPpU KOMHATHON
TeMmrepatype B TedeHHe 16 4. 3areM peakLHOHHYI0 CMeChb TacHid JOOAaBJICHHEM BOMBL
IMony4yennyro cmech skcrparupoBanu EtOAc (3%20 mu). OO0benuHEHHbIE OPTaHUYECKUE CIIOU
NPOMBIBAIM COJIEBBIM pacTtBopoM (1x5 wut), cymwmanm Hax Oe3BomgHbiM Nap,SO4. Ilocne
¢unbTpauuu (GUIBTPAT KOHLIEHTPUPOBAIHM MPH TMOHMKEHHOM AaBjieHHH. OCTaTOK OYHUINAIH
MOCPENCTBOM KOJIOHOUHOM (uin-xpomartorpaduu ¢ 0-10% stunanerata B [19 ¢ monydyenuem 5-
fon-2-(2-metokcunponokcn)-3-metwmupasuda (160 mr, 44,05%) B BuIe CBETIIO-XKEITOrO
macaa. MC m/z 309,0 [M+1]".

Oran 2: B cmech 5-iiop-2-(2-merokcunponokcn)-3-merrnnupasuda (140 wmr, 0,454
mMmoib) B AXM (3 mun) kamisimu gobasisui BBrs B JIXM (0,9 mut, 0,90 mmons, 1 Monb/n) mipu O
°C. ITony4ennyto cmech nepemernusainu npu 0°C B euenue 1 4. Ocratok racunu EtOH (10 mi).
[TonyueHHY!O CMeCh KOHIIEHTPHPOBAJH B BakyyMe. [loayueHHyro cmech skctparuposanu EtOAc
(3%20 mi). OOpenuHEHHBIE OPTaHUYECKHE CJIOM NPOMBIBAN COJEBBIM pacTBopoM (1x5 wmu),
cyumin Hax OesBomHbIM NaxSOy4. Ilocnme ¢unbrpanmnn QuiabTpaT KOHLEHTPUPOBAIH TIPU
MOHMKEHHOM  JIaBJIEHUU. JTO TMpUBOAWIO K nosyueHuto 1-[(5-fiox-3-meTunnupasus-2-
wi)okcu nponan-2-ona (80 mr, 59,87%) B Bune sxenroro macia. MC m/z 294,9 [M+1]".

IIpome:xxyTouHoe coeaunenue Bl
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4-(1-(rerparunpo-2H-mupan-2-mn)-3-(4,4,5,5-rerpamerii-1,3,2- nuokcaboposiaH-2-wi)-

1H-unnazon-5-un)mopdoaus

Oran 1: B pactBop 5-6pom-1H-unnazona (5,00 r, 25,3 Mmmonb) u auruapomnupana (6,40 r,
76,10 mmonb) B guxyopmeraHe (30 wmi1) m00aBISUIM  T-TONYOJICYJB(OHOBOM KHUCIIOTHI
moHoruzapat (440 mr, 2,31 mmonp). CMmech mepeMemnBaiy MpH KOMHATHOW TeMIepaTrype B
TedeHne Houu. CMech MPOMBIBAIM HACBHILIEHHBIM BOIHBIM PAacTBOpPOM OMKapOOHaTa HATPHs U
coJieBbIM pacTBOpoM. OpraHudeckuil CiIOH Cymmiud Hax Oe3BOAHBIM CyJib(paToM HATpus,
¢unbTpOBAIM W KOHLUEHTPUPOBAIM TPU TOHIKEHHOM jaBieHMHd. (OCTaTOK OuYMINAIN
MOCPENCTBOM KOJIOHOUHOU (usii-xpomartorpaduu ¢ 0~40% sTunanerara B meTpojieitHoM ddupe
¢ nony4yerneM S-Opom-1-(okcan-2-um)uanaszona (6,70 r, 94%) B Bune Obecusernoro macia. MC
m/z 281,0 [M+1]*.

Oran 2. B perasupoBaHHyrO cMmech 5-Opom-1-(okcan-2-um)unpazona (3,00 r, 10,67
MMmoJb), anerara namianus (0,24 r, 1,09 mmone), (+)-2,2'-Ouc(audenunndocpuno)-1,1'-
ounagranena (1,33 r, 2,13 mmonp) u Tper-Oyrokcuaa Hatpus (2,06 r, 21,45 Mmonb) B TOIyONIE
(30 mun) noGasmsmu mopdomua (1,39 1, 15,97 mMmons). Cmech nepememuBanu npu 100°C B
TedeHue 16 4. CMech KOHLIEHTPUPOBAIU IIPU MOHUKEHHOM JaBiieHnu. HeounieHHslii NpoayKT
OUHIAIA TOCPEACTBOM KOJIOHOYHOHW ¢umdm-xpomarorpapuu ¢  0~50% sTunanerata B
nerpoJieitHoM 3¢dupe ¢ nmonydeHuem 5-(mopdonun-4-un)-1-(okcan-2-un)unnasona (1,60 r, 54%)
B BUJE PO30BOro Teepaoro semectsa. MC m/z 288,1 [M+1]". 'H IMP (300 MI'u, AMCO-dg) &
7,93 (c, 1H), 7,60 (m, J=9,0 I', 1H), 7,25 (an, J=9,0, 2,4 I'y, 1H), 7,10 (n, J=2,1 I'y, 1H), 5,78-
5,74 (m, 1H), 3,92-3,81 (m, 1H), 3,78-3,64 (M, SH), 3,10-3,01 (m, 4H), 2,44-2.31 (m, 1H), 2,09-
1,87 (m, 2H), 1,79-1,63 (M, 1H), 1,61-1,52 (m, 2H).

Oran 3: B pactBop 5-(Mopdonun-4-mn)-1-(okcan-2-un)unnazona (500 mr, 1,73 MMonb) u
ouc(nurakonaro)audopa (221 wmr, 0,87 Mmonb) B Merun Tper-OyTminoBoMm s¢upe (8,5 mu)
nobasysmn mumep (1,5-mukmmookraaunen )(meroken)upuaus (I) (62 mr, 0,09 mmons) u 4,4-nu-
TpeT-Oytun ounmpunus (47 mr, 0,13 mmonb). Cmech nepemernnBanu npu 60°C B Teuenue 16 4.
Cmech KOHLEHTPHPOBAJIU MPH IOHWKEHHOM naBieHUH. (OCTaTOK OYHINAIU TOCPEICTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~70% sTunauerara B TNETPOJICHHOM 3dupe C
nonyueHueMm 4-(1-(terparuapo-2H-tupan-2-wn)-3-(4,4,5,5-rerpamerun-1,3,2- nnokcadoponas-
2-un)- 1H-uanazon-5-un)mopdonuna (B1) (163 mr, 22%) B BuAe KENTOro TBEPIOTO BEINECTBA.
MC m/z 414,2 [M+1]".

IIpomexxyTouHOe coeanHenne B2

4-(1-(rerparunpo-2H-nupan-2-mn)-3-(4,4,5,5-rerpamerii-1,3,2- nuokcaboposiaH-2-wi)-

1H-unnazon-6-un)mopdoaus
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CrnenoBanmu mpouenype Ui MPOMEXKYTOUHOro coenuHeHus Bl, omucaHHON BbIe, C
nojyuenuem 4-(1-(terparunpo-2H-nupan-2-un)-3-(4,4,5,5-terpamerun- 1,3,2- nuokcaboposas-
2-un)- 1H-unpazon-6-un)mopdonuna (B2) (175 mr, 13% 3a 3 srama) B BuUOE KOPHUYHEBOI'O
TBEPOrO BELIECTBA U3 UCXOTHOro MaTepuana 6-6pom-1H-unnazona. MC m/z 414,2 [M+1]".

IIpomexxyTouHoe coeauHenue B3

N, N-numerun-1-(rerparuapo-2H-nupan-2-ui)-3-(4,4,5,5-rerpamerun-1,3,2-

nuokcadoponan-2-un)- 1 H-unnazon-5-amMmux

‘s

N
THP

=
=
s

CrnenoBanmu mpouenype IUIsi MPOMEXKYTOUYHOro coeauHeHuss Bl, ommcaHHOlW Bbie, ¢
nonydyenueM N,  N-mumerun-1-(terparunpo-2H-nupan-2-mn)-3-(4.4,5,5-rerpamermn-1,3,2-
nnokcaboponan-2-mn)- 1 H-unnazon-5-amuna (B3) (503 mr, 53% 3a 2 srama) B BUAE JKEITOTrO
MacJia U3 UCXOOHOTO Marepuana S-0pom-1-(rerparunpo-2H-nupan-2-un)-1H-unnazona. MC m/z
372,22 [M+1]".

IIpomesxyTouHoe coenunenne B4

N, N-numernn-1-(okcan-2-un)-3-(4,4,5,5-terpamerun- 1,3,2-nuokcaboposan-2-

WJT)UHAA30J1-6-aMUH

CrnenoBamu mpouenype IUIsi MPOMEXKYTOUHOro coeauHeHusst Bl, ommcaHHOlW Bbie, ¢
nonydyenueM N, N-numerun-1-(okcan-2-un)-3-(4,4,5,5-terpamerun-1,3,2-nuokcaboponaH-2-
wnurnaszon-6-amuna (B4) (543 wmr, 82% 3a 2 stana) B BHIE JKEITOrO Macia M3 HCXOOHOTO
Matepuana 6-6poM-1-(okcan-2-un)ungazona. MC m/z 372,2 [M+1]".

IIpomexxyTouHoe coenuHeHnue BS

1-(okcan-2-un)-3-(4,4,5,5-rerpamermi- 1,3,2-nuokcadboposiaH-2- W) HHAA30J1

>ZJL?
_B
T@
N-py
THP
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Oran 1: B pacteop 3-0pom-1H-nnnaszona (5,00 r, 25,38 mmone) u quruaponupana (6,40
r, 76,19 mmonp) B pauxnopmerane (30 mi) m0OABISUIM M-TONYOJICYJIB(GOHOBOW KHUCIIOTHI
monoruzapat (0,43 r, 2,28 mmonp). CMmech mepemMelInBaly IPU KOMHATHOH TEMIIEpaType B
TeYeHHe HOuYM. PeakuMOHHYI0O CMeChb IPOMBIBAJIM HACBILIEHHBIM BOJHBIM PacTBOPOM
OukapOoHaTa HaTpPHUsi M COJIEBBIM pacTBOpoM. OpraHuuecKuil cioil cymwim Hajx Oe3BOAHBIM
cynbhaToM HaTpus, PUIBTPOBAIN M KOHIEHTPUPOBAIH MPU MOHIKEHHOM naBieHHH. OCTaTok
OYMIIAIN TOCPEACTBOM KOJOHOUHOW (umiu-xpomarorpapuu ¢ 0~40% sTunanerara B
neTposieHoM 3¢dupe ¢ nonydeHueM 3-0pom-1-(okcan-2-umunnaszona (7,12 r, 99%) B Buze
6enoro Teepaoro semectsa. MC m/z 281,0 [M+1]".

Oran 2: B cmecy 3-Opom-1-(okcan-2-wn)unpazona (6,51 r, 23,16 mmomb) u
ouc(nurakonaro)audbopa (12,21 r, 48,03 mmonb) B nuokcane (60 mun) moGasmsmm [1,1'-
ouc(nudpenundpochuno)peppouet|nuxnopnamnaguit (II) (1,70 r, 2,29 MMomnb) U anerar Kaius
(4,57 1, 46,66 mmonp). Cmech mnepememuBaan mnpu 80°C B Teuenme 16 u. Cwmech
KOHLIGHTPUPOBAIA TIPU TOHIKEHHOM JaBlieHMH. HeOuWIneHHbIi MNPOAYKT  OUYHINAIH
MOCPENCTBOM KOJIOHOUHOU (uti-xpomartorpaduu ¢ 0~10% sTunarerara B meTpojeitHOM ddupe
¢ mnonydenneMm 1-(okcan-2-mn)-3-(4,4,5,5-rerpameru-1,3,2-nruokcaboponiaH-2-Wi)HHAA30J1a
(B5) (7,20 , 94%) B BUzE 3e1eHOr0 TBepROro Bemecta. MC m/z 329,1 [M+1]*. 'H SAMP (300
MI'u, IMCO-dg) 6 7,92-7,89 (m, 1H), 7,76-7,73 (m, 1H), 7,42-7,37 (m, 1H), 7,24-7,19 (m, 1H),
5,91-5,87 (m, 1H), 3,90-3,86 (m, 1H), 3,78-3,71 (M, 1H), 2,48-2,34 (m, 1H), 2,08-1,86 (m, 2H),
1,78-1,66 (m, 1H), 1,60-1,57 (m, 2H), 1,34 (¢, 12H).

IIpomexyTouHoe coeauHenne B6

5,6-nudrop- 1-(okcan-2-mn)-3-(4,4,5,5-rerpameri- 1,3,2-nrokcaboposiaH-2- Ui ) MHAA30J1

THF

Oran 1. B pacrteop 5,6-mudrop-1H-unnazona (11,40 r, 73,96 mmonb) B N, N-
mumetmindopmamune (200 mut) yactsimu godasnsin N-Opomcykimanmvua (13,20 r, 74,16 Mmonb)
mpu 0 °C. Cmech nepememuBanu mnpu 0°C B Teuenne 2 4. CMechb pasBOOWIM BOXOH H
SKCTparupoBaiu sTriareratoM. OpraHuuecKuil ClIoH Cymuian Hajx Oe3BOAHBIM CyJbhaTom
HAaTpusi, (QUIBTPOBAIM M KOHLEHTPHUPOBAIM B Bakyyme. OCTaTOK OYHMINAINA IOCPEACTBOM
KOJIOHOUHOH (mam-xpomarorpapuu ¢ 0~30% sTunauerara B NETPOJICHHOM 3dupe C
nojyueHuem 3-0pom-5,6-nudrop-1H-unnazona (12,60 r, 73%) B Bume Oenoro TBepAOro
semectsa. MC m/z 233,0 [M+1]".

Oran 2: B pactBop 3-Opom-5,6-nudrop-1H-unnazona (14,00 r, 60,08 mmonp) u
muruaporimpada (7,60 1, 90,34 wmmonp) B auxnopmerane (200 wmu) pobaBnsimm  1-
TONYONICYIb(GOHOBOM KucIoThl MoHOoruapar (0,52 r, 3,02 mmonb). CMech nepeMeInnBaiyu npu
KOMHATHOU Temmeparype B TeueHue 16 4. CMech KOHLEHTpupoBaiu B Bakyyme. OcTaTok

OUHUIAI TOCPEACTBOM KOJIOHOYHOHW ¢umm-xpomarorpapuu ¢  0~20% sTunanerata B
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neTpojieHOM s¢upe ¢ monydeHueM 3-Opom-5,6-mudTop-1-(okcan-2-umunnazona (16,40 r,
86%) B Buze GecuperHoro cupona. MC m/z 317,0 [M+1]*

Oran 3: Cmech 3-6pom-5,6-nudrop-1-(okcan-2-umunnaszona (4,20 r, 13,24 mmons),
26,38 MMOJIb), [1,17-

ouc(nudenundocpuno)peppouen|auxnopnamiagus (II) (0,62 r, 0,84 mmonp) u anerara Kanus

ouc(rnuHakonaro)-qudbopa (6,70 T,
(3,80 1, 38,71 mmonp) B amokcane (50 mu) HarpeBanu mpu 90°C B Teuenume 4 4. Cmechb
KOHLEHTpUpPOBAIM B BakyyMe. OCTaToKk O4YMINAIM IIOCPENCTBOM KOJIOHOYHOH  (hiomi-
xpomarorpaduu ¢ 0~30% sTunanerara B METPOJCHHOM ddupe ¢ monyueHueMm S,6-mudTop-1-
(oxcan-2-un)-3-(4,4,5,5-rerpamerun-1,3,2-muokcaboposan-2-un)unnaszoina (B6) (3,60 r, 74%) B
Buze kentoro cuporna. MC m/z 365,1 [M+1]*. 'H AMP (300 MI'u, AMCO-de) 6 7,94 (an,
J=10,8, 6,6 I'u, 1H), 7,70 (nx, J=10,2, 7,8 'y, 1H), 5,89-5,85 (M, 1H), 3,90-3,85 (m, 1H), 3,76-
3,70 (m, 1H), 2,43-2,27 (m, 1H), 2,10-1,87 (M, 2H), 1,82-1,49 (m, 3H), 1,33 (c, 12H).

ITpomexxyTouHoe coeauHenne B7

5,6-nudrop- 1-(okcaH-2-mn)uHAa3051-3-uI00POHOBAs KUCIIOTA

OH
HCL,B’

.04
N/
N F

THP

JerasupoBaHHy0 cMech 3-Opom-5,6-nudrop-1-(okcan-2-umunnazona (11,00 r, 34,68
MMOJIb), Ouc-(muuaakosaro)audopa (17,60 r, 69,30 mmons), anerata kanus (6,80 r, 69,28 MmoIb)
u [1,1’-6uc(mudpenmndocuno)deppoueH | nuxnopnautaguss (II) (2,50 r, 3,41 mmomb) B
nuokcane (100 mi) Harpesanu npu 85°C B TeueHue 16 4. CMech KOHLIEHTPHPOBAJIH B BaKyyMe.
OcraTok pa3BOAMIN BOJOH U HKCTPArupoBajy dTunaneraroM. OpraHuuecKuil Cloi CyIInIn Haj
0e3BoHBIM Cyib(aTOM HaTpus, (UIBTPOBAIM M KOHIEHTPUPOBaIH B BakyyMme. OcrtaTok
OYMIIAIM TOCPEACTBOM oOparieHHO-(a30Bol KoJIOHOUHOW (uaur-xpomarorpagpuu ¢ 10~80%
alleTOHUTPUJIA B BOZE B TeueHHe SO MUH ¢ monydeHueM S5,6-nudrop-1-(okcan-2-uin)uHnaszon-3-
unboponoBoii kucnotsl (B7) (5,9 r, 60%) B BUge kopuuHEBOro TBepAoro Bemectsa. MC m/z
283,0 [M+1]*. '"H SIMP (400 MTI't;, IMCO-ds) & 8,46 (c, 2H), 7,91-7,81 (m, 2H), 5,85 (ux,
J=10,2,2,4 T, 1H), 3,96-3,84 (m, 1H), 3,83-3,69 (m, 1H), 2,18-1,88 (m, 2H), 1,86-1,51 (m, 4H).

ITpomexxyTouHoe coenuHeHne B8

7-meTui- 1-(okcaH-2-uin)UHAA3051-3-uI00POHOBAsT KUCIOTA

HOL o

CrnenoBanmu mpouenaype IJisi MPOMEXKYTOUHOrO coenuHeHuss B7, omucaHHOW BbIlIE, C
noJjiydeHueM 7-meTui- 1 -(okcan-2-min)uHnason-3-uinboponosoit kucnotsl (B8) (120 mr, 24% 3a 2
5Tamna) B BUJE CBETJIO-KENTOro Macia u3 3-6pom-7-metun-1H-unnazona. MC m/z 261,0 [M+1]".

IIpomexyTouHoe coeauHenne B9

1-(oxcan-2-wn)nupasono[4,3-b JnupunuH-3-mi00poHOBast KHCIOTA
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CrnenoBanu mpouenype Ajis MPOMEKYTOUYHOrO coenuHeHust B7, omucaHHOH Beille, ¢
nojiyueHueM 1-(okcan-2-uin)nupasono[4,3-b nupunun-3-undboponosoit kuciaorst (B9) (350 wr,
64% 3a 2 sTama) B BHUAE KOPHUYHEBOTO TBEpHOro Bemectsa u3 3-Opom-1H-mmpasono[4,3-
b]nupununa (1,00 r, 5,05 mmons). MC m/z 248,1 [M+1]".

[IpomexxyTounoe coenunenne B10

5,6-nudrop- 1-(okcaH-2-mn)HHAA3051-3-HI00POHOBAs KUCIOTA
F

(HO):B
l
N-N

THF

Oran 1: Cmech 7-Opom-5-¢rop-1H-unnazomna (2,50 r, 11,62 MMob) U TUTHAPONHPAHA
(1,50 r, 17,85 mmonp) B auxmnopmerane (30 mur) 1oOaBIsUTH M-TONYOJICYIB(POHOBONH KHUCIOTHI
monoruzapar (0,10 r, 0,52 mmonp). CMmech mepemMenIMBaIu NPH KOMHATHOH TEMIIEpaType B
TedeHne 8 4. PeakIMOHHYI0 CMeCh KOHIIEHTPUPOBAIM IPH MOHIWKEHHOM AaBieHUH. OCTaTok
OUHWINAIM TOCPEACTBOM KOJIOHOYHOUW ¢im-xpomarorpapuu ¢ 0~70% sTunanerata B
neTposielHoM >¢pupe ¢ monyueHuem 7-6pom-5-prop-1-(okcan-2-umungazona (2,00 r, 58%) B
Buze Genoro Teepaoro Bemecrsa. MC m/z 299,1 [M+1]".

Oran 2: Cmech 7-6pom-5-drop-1-(okcan-2-mn)uanaszona (1,40 r, 4,66 MMOJIb), TETPAKUC-
(rpudenmndocun)namanus (0) (0,54 r, 0,47 mmons), merundopoHoBoi kuciotsl (0,84 T,
14,00 mmounb) u kapboHarta kanus (1,3 1, 9,42 MMOJTb) B TMOKCAHE MEPEMELIHBAIN B T€YSHUE 4 U
npu 100°C B atmochepe azota. CMech KOHLEHTPUPOBAIN NPU MOHWKEHHOM JaBieHnH. OCTaToK
OUYHUIIA TOCPEACTBOM KOJIOHOYHOM (udm-xpomarorpapuu ¢ 0~80% sTunanerata B
neTpojieitHoM 3¢pupe ¢ nonyuyeHneM S-prop-7-merun-1-(okcan-2-wn)unnaszona (1,00 r, 91%) B
Buze Oesoro TBepaoro Bemectsa. MC m/z 235,2 [M+17".

Oran 3: JlerasupoBaHHyro cMmech S-pTop-6-meTmi-1-(okcan-2-unmunaaszona (0,50 r, 2,12
MMOJIB), ouc(muHakonaTo)audbopa (1,10 T, 4,33 MMOJTb), auMepa (1,5-
nukookranuer)(meroken)upuaus (I) (0,14 r, 0,21 mmone) u 4,4-nu-Tper-OyTHi OUNMpUINHA
(0,11 r, 0,32 mmonb) B MeTun Tper-OytuioBoMm s¢upe (10 mi) nepememuBanmu mpu 55°C B
teueHne 16 4. Cmech KOHIEHTpUpoBaIM B BakyyMe. OCTaTOK OUHINAIM TOCPEICTBOM
obpamenHoi ¢u-xpomatorpadpun ¢ 10% - 70% aueronurpmia B Boae B TedeHue 30 MUH C
nojiyaeHueM S-¢prop-6-merni-1-(okcaH-2-mn)uanazon-3-midboponosoit kucnors! (B10) (0,28 T,
47%) B BUOE CBETIO-’kenToro Teepaoro semectsa. MC m/z 279,2 [M+1]". 'H samPp (400 MTI'w,
JIMCO-ds) & 8,31 (c, 2H), 7,50 (an, J=8.8, 2,4 'y, 1H), 7,08 (nn, J=8,8, 2,4 I', 1H), 6,04-5,81
(M, 1H), 3,97-3,85 (m, 1H), 3,80-3,63 (m, 1H), 2,71 (¢, 3H), 2,25-1,94 (m, 2H), 1,87-1,67 (™,
2H), 1,60-1,55 (m, 2H).
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IIpomexxyTounoe coenuHenue B11

5-¢rop- 1-(okcan-2-uin)UHAA30J1-3-IIIOOPOHOBAST KHCJIOTA
B{OH},

“N

’

N
THP

F

CrnenoBanmu mpouenype Ajis NMPOMEKYTOUYHOro coenuHeHust B8, omucaHHO# BeIle, ¢
nosy4ueHuem 5-¢prop-1-(okcan-2-un)uHnazon-3-unboponosoit kuciotel (B11) (151 mr, 33% 3a 2
3Tana) B BUAE XKENTOro macia u3 5-¢prop-1H-ungazona. MC m/z 265,1 [M+1]".

[IpomexxyTouHoe coenuHeHne B12

5-¢pTop-6-merui- 1-(okcaH-2-un)uHAA30I-3- IIOOPOHOBAsT KUCJIOTA
F

{HO)-B
-
THP

CrnenoBanmu mpouenaype IJsl MPOMEKYTOUHOro coeanHeHusi B8, ommcanHOW BeIle, C
nojyaeHueM S-¢rop-6-merni-1-(okcan-2-un)uHaas3on-3-uindoponosoii kucnotel (B12) (0,90 r,
68% 3a 3 sTama) B BUIE XKEJNTOr0 Macia u3 6-0pom-5-¢prop-1H-unnazona (1,00 r, 4,65 mMmoub).
MC m/z 279,1 [M+1]".

IIpomesxyTouHoe coeaunenue B13

6-¢pTop-5-meruin-1-(okcaH-2-mn)UHAA301-3-MIIOOPOHOBAs KUCJIOTA

(HO):B

CrnenoBanmu mpoueaype IUisi MPOMEKYTOYHOTO coeauHeHuss B8, ommcaHHOHN Bbile, C
nojiyaeHueM 6-¢prop-5-merni-1-(okcaH-2-mn)uHaa3on-3-midbopoHoBoit kucnotsl (B13) (0,20 T,
53% 3a 3 sTama) B BUAE KOPUYHEBOIO TBEPAOro BelnecTBa u3 S-Opom-6-¢rop-1H-urnasona
(1,00 1, 4,65 mmonb). MC m/z 279,1 [M+1]*

IIpomexxyTounoe coenuHenue B14

6-¢rop- 1-(okcan-2-w) HHIA301-3-HIOOPOHOBAST KUCJIOTA
B{COH]-

CrnenoBanmu mpouenaype IJsl MPOMEKYTOUHOro coeauHeHusi B8, ommcanHON BbeIle, C
nojyueHuem 6-¢rop-1-(okcan-2-un) unnazon-3-mndoponosoii kuciaotel (B14) (200 mr, 38% 3a
2 5Tamna) B BUIE CBETJIO-KENTOro Macna u3 6-¢prop-1H-ungazona. MC m/z 265,1 [M+1]".

IIpome:xyTouHoe coeauHenue B15
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TpeT-OyThi 7-umnano-3-(4,4,5,5-rerpamerun- 1,3,2-nuokcaboponan-2-wi)uHI0I- 1 -

KapOoKcHIaT

Oran 1: B pacrteop 1H-unpon-7-kapbonurpuna (15,00 r, 105,51 wmmomb) B
terparuapodypane (147 wmn) nobasmsmu N-Opomcykuunumun (18,78 r, 105,51 mmonb).
ITony4yenHyro cMech nepemellnBail NpPU KOMHATHON Temneparype B TeueHue 4 4. Cmech
KOHLIGHTPUPOBAJIM B BakyyMme ¢ mnoiy4deHueMm 3-Opom-1H-unnon-7-xkapbonutpuna (20,00 r,
HEOUHLIEHHBIH) B BUJE CBETIIO-KENTOro TBepaoro semectsa. MC m/z 221,0. [M+1]".

Oran 2: B pactBop 3-Opom-1H-unnon-7-kapbonurpuna (13,13 r, 59,39 mmons), 4-
mumermnamuHonupuanaa (1,45 r, 11,87 mmone) u tpustunamuua (12,00 r, 0,12 mMmonb) B
nuxaopmerane (150 mi) moGasmsmm nu(tper-Oytmn)kapOonar (26,25 r, 0,12 mmons). Cmech
nepeMelInBaid Npu KOMHATHOW TemmepaType B TedeHue 16 4. Cmech KOHIIEHTPUPOBAJIH B
Bakyyme. OCTaTOK O4YHMINAIM MOCPEACTBOM KOJOHOUHOH (udmi-xpomartorpadpumn ¢ 0~20%
STUJIALIETATa B METPOJICHHOM >(Hpe ¢ MoydeHueM TpeT-OyTui 7-uuaHOUHAOM- 1 -kapOoKcHiaTa
(12,8 r, 56% 3a 2 5Tana) B BUAE KeITOro TBepaoro semecrsa. MC m/z 321,1 [M+1]".

Oran 3: B pacrBop Tper-Oytun 3-Opom-7-nmanouHao-1-kapookcunara (5,00 r, 15,56
MMOJIb) U Ouc(rmuHakomaro)audopa (12,49 r, 49,35 mmonp) B auokcane (50 mur) noGaBisiau
[1,1’-6uc(audenundocduno)-peppoueH |nuxnopnamaauii (II) (1,14 r, 1,55 mmonb) u anerar
kamus (3,06 r, 31,13 mmonb) B armocepe azora. Cmech HarpeBanu npu 80°C B TeueHue 2 4.
CMmech KOHLEHTpUpOBaJM B Bakyyme. OCTaTOK OUMINANU IOCPEICTBOM KOJIOHOYHOH (hidmi-
xpomarorpaduu ¢ 0~50% sTunanerara B MeTpoiedHOM 3dupe ¢ mojydyeHueM TpeT-OyTui 7-
uaHo-3-(4,4,5,5-rerpameruin-1,3,2- nuokcadoponan-2-un)unnon- 1 -kapobokcunara (B15) (2,55 r,
44%) B BUne rpsa3HO-O6enoro TBepAoro semectsa. MC m/z 369,2 [M+1]". 'H amp (400 MI',
JIMCO-dg) 6 8,18 (nm, J=8,0, 1,2 I'y, 1H), 7,99 (¢, 1H), 7,83 (an, J=7,6, 1,2 T'u, 1H), 7,47 (T,
J=7,6 ', 1H), 1,65 (c, 9H), 1,33 (c, 12H).

[IpomexxyTouHoe coenuHeHne B16

1-(okcan-2-un)-3-(4,4,5,5-rerpameru- 1,3,2-nuokcadboposiaH-2- W) UHAa3001-7-

KapOOHHUTPHIT
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Oran 1: B pacrBop 1H-unpaszon-7-kapbonurpmna (1,00 r, 6,98 mmons) B N, N-
mumermindopmamune (10 mum) noGasmsamu N-Opomcykuuanmun (1,24 r, 6,98 mmonb) npu
KOMHaTHOH Temmnepatype. CMmech nmepemelnnBaiy Npyu KOMHATHON TeMIlepaType B Te€4eHue 2 .
Cwmecp pasBogunu BOMOW. TBepaple BemecTa coOupaiu myreM (QUIbTpaMM U CYIIWJIA B
BakyyMme ¢ mnojydeHueM 3-Opom-1H-unpnazon-7-kapbonurpuna (1,30 r, 83%) B Bume Gemoro
TBepaoro Bemectsa. MC m/z 222,0 [M+1]".

Oran 2: B pactBop 3-Opom-1H-unnazon-7-kapbonutpuna (1,00 r, 4,50 mmons) u 3,4-
nuruapo-2H-mupana (0,75 1, 9,00 mmonb) B nuxyopmerane (10 wmu) pobaemsim  m-
TOJIyOJICYJIb(OHOBON KUCIOTHI MoHoruapat (77 mr, 0,40 mmoinp). CMech mepemMernuBaiy npu
KOMHATHOW TeMIepaType B Te4eHue 3 4. PeakIMOHHYI0 CMeCh KOHLIEHTPUPOBAJIU B BaKyyMe.
OcTaTok OYHINAIN MOCPEACTBOM KOJIOHOUHOH (iam-xpomarorpadpuu ¢ 0~25% stunanerara B
NEeTPOJICHHOM 3¢upe ¢ monyueHreM 3-Opom- 1-(okcaH-2-mn)uHnazon-7-kapoonutpmwna (1,30 r,
94%) B BuzE Genoro TBepaoro semectsa. MC m/z 306,0 [M+1]".

Oran 3: B pacrBop 3-Opom-1-(okcaH-2-mm)uHnazon-7-kapobouutpuna (1,00 r, 3,26
mMMmoJb) B auokcane (10 wmm) nmobaBmsum amerar kamust (0,96 1, 9,79 wmmons), [1,1°-
ouc(nupenunpochuno)peppoueH | nuxnopnawaanii  (II) (0,24 r, 0,33 wmmomap) u
ouc(rmuuakomaro)nuodop (1,66 r, 6,53 mmonb). Cmech nepemernnbany npu 90°C B TeueHue 4 4 B
arMocdepe azora. PeakIMOHHYI0 CMechb KOHLIEHTPUPOBAIM B Bakyyme. OCTAaTOK OUYMINAIH
MOCPENCTBOM KOJIOHOYHOH ¢ummi-xpomarorpagpun ¢ 0~5% MeOH B puxnopmerane c¢
MOJTyYeHUEM 1-(okcan-2-mn)-3-(4,4,5,5-rerpameri-1,3,2- nnokcaboposiaH-2- 1) HHAA30J1- 7 -
kapbonuTpuna (B16) (0,80 r, 69%) B Buae cBeTyio->kenToro TBepAoro Bemecrsa. MC m/z 354,2
[M+1]".

IIpomexyTouHoe coeauHenue B17

TpeT-OyThi 5,6-nudrop-3-(4,4,5,5-Terpamerun-1,3,2-nuokcaboponan-2-uia)uHaon- 1 -
KapOokcuaT

F
%i g:y—F
|
)]
EOC

Oran 1: B pactBop 5,6-mudrop-1H-unmona (2,00 r, 13,06 mmonas) B N, N-
mumermidopmamune (20 mur) nobasmsm N-Opomcykumanmun (2,32 r, 13,06 mmone). Cmech
nepememmBamn npu 0°C B Teuenme 1 4. Cmech pa3BONMJIM BOJOM U 3KCTPArdpoOBaNIU
stunaneratoM. OObeIMHEHHbIE OPraHUYECKHUE CJIOM MPOMBIBAINA COJIEBBIM PAaCTBOPOM, CYLIFIIN
Hay 0e3BOAHBIM CysbhaTOM HATpus, (PUIBTPOBAIM M KOHLEHTPUPOBAIU B Bakyyme. OcraTok
OUHWINAIA TIOCPENCTBOM KOJIOHOYHOU (umm-xpomarorpaduu ¢ 0-50% stunamerata B
neTposieiHoM 3¢upe ¢ mnojydeHuem 3-Opom-5.6-gudrop-1H-unmona (2,00 r, 66%) B BUAE
©eJioro TBepAOro BEIIECTBA.

Oran 2: B pactBop 3-06pom-5,6-mudrop-1H-unmona (2,00 r, 8,62 mmomnb) B

nuxaopmerane (30 wmu) pobaemsm  4-numermnamuHonmpuauH (0,53 1, 4,31 Mmonb) u
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tprsTiiamuH (0,87 1, 8,62 MMomnb). 3aTeM B BBIIIEYKA3aHHYK CMeCh NOOAaBIsH IU(TpeT-
OyTum)kap6onar (2,82 r, 12,92 mmonb). CMech nepeMeInBaii Ipyu KOMHATHON TeMIlepaType B
TeyeHue 16 dacoB. Cmech KOHLEHTpUpPOBaNM B Bakyyme. OCTaTOK OUYMINAIN TOCPEINCTBOM
KOJIOHOUHON (mam-xpomarorpapuu ¢ 0~40% osTunanerata B NeTpoJedHOM 3dupe ¢
noixydeHueM Ttper-Oytun 3-Opom-5,6-nudpTopunnon-1-kapbokcunara (800 mr, 26%) B BUze
xentoro Macia. 'H SIMP (400 MI'w, xnopodopm-d) & 8,06-8,02 (m, 1H), 7,06 (c, 1H), 7,32-7,28
(M, 1H), 1,67 (c, SH).

Oran 3: JlerasupoBaHHYIO cMeCh TpeT-OyTiil 3-0pom-5,6-nudropunmon- 1-kapbokcunarta
(800 wmr, 2,41 wmmonb), Ouc(nmuuakonmaro)nubopa (1200 wmr, 4,72 wmmoms), [1,1°-
ouc(nudpenundpochuno)peppouet | nuxnopnamiaaus (II) (170 mr, 0,23 MMoIb) U aneraTa Kajus
(512 wr, 5,21 mmonb) B nuokcane (10 mur) marpeBamu mpu 85°C B Teuenue 16 4. Cwmech
KOHLEHTPUPOBAIM B Bakyyme. OCTaTOK OYMIMAIKA TIOCPEACTBOM KOJOHOYHOH  (pyiamm-
xpomarorpaduu ¢ 0~15% sTunauerara B nerponeiiHoM 3¢pupe ¢ monyueHneM Tper-OyTui 5,6-
nudTop-3-(4,4,5,5-terpamerun- 1,3,2-nruokcadoponan-2-win)uuaod- 1 -kapookcunara (B17) (280
wmr, 18%) B Buze Gemoro TBepaoro Bemecrsa. 'H SMP (400 MI'1, xnopodopm-d) § 8,06-8,00 (m,
2H), 7,78-7,73 (m, 1H), 1,59 (c, 9H), 1,14 (c, 12H).

IIpomexxyTouHoe coenuHeHue B18

TpeT-OyThi 7-prop-3-(4,4,5,5-rerpamernn-1,3,2-nuokcaboposian-2-wi)uHao7- 1 -

kapOoKcuIaT

%
~B

/4
Bod F

CrnenoBanmu mporueaype I MPOMEKYTOUYHOro coenuHeHus Bl4, omumcaHHOUN BbIlIE, C
nojydeHueMm Ttper-Oytun 7-¢prop-3-(4,4,5,5-terpamerun-1,3,2-arokcadboponaH-2-uin)uHaou- 1 -
kapOokcunara (B18) (0,40 r, 16% 3a 3 sTama) B BUAE *KEATOrO TBEPAOro BewecTa U3 7-GprTop-
1H-upoma. MC m/z 362,22 [M+1]". 'H SIMP (400 MI'n, IMCO-d6) & 7,92 (c, 1H), 7,69-7,67
(m, 1H), 7,231-7,26 (m, 1H), 7,18-7,13 (M, 1H), 1,61 (c, 9H), 1,33 (c, 12H).

[IpomexxyTouHoe coeauHeHne B19

TpeT-OyTh 6-umano-3-(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-wui)uHIoi- 1 -
KapOoOKcHuIaT
45
O-§
o~
N CN
Bm‘!

CrnenoBanu mpouenype Ajs MPOMEKYTOUHOTro coeauHeHuss B14, omucaHHOH Bbile, C

nojiyueHueM Tper-Oytun 6-mmano-3-(4,4,5,5-terpamerun-1,3,2-arokcaboponaH-2-uin)uHao- 1 -
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kapOokcunara (B19) (460 mr, 17% 3a 3 sTana) B Buae Oenoro Teepaoro Bemecrsa u3 1H-unnon-
6-kapbonutpuna. MC m/z 369,2 [M+1]".

IIpomesxyTounoe coenunenue B20

TpeT-OyTh 7-unano-6-prop-3-(4,4,5,5-rerpamerm-1,3,2- nuokcadbopomnan-2-wmn)- 1 H-

UHO0J- 1 -kapOoKcHIaT

N
!
c

CrnenoBanmu mpouenype Ajisi MPOMEKYTOUYHOTO coeauHeHuss B14, omucaHHO! Bbile, C
nojiyueHueM Tper-Oytun 7-nmano-6-¢prop-3-(4,4,5,5-terpamerin- 1,3,2- arokcadboponaH-2-u)-
1H-unnon-1-xapookcunara (B20) (170 mr, 74%) B Bune 6enoro TBepAOro BemecTsa u3 6-¢grop-
1H-unnon-7-kapGonurpuna. MC m/z 387,0 [M+1]".

IIpomexxyTounoe coenuHenne B21

2-(okcaH-2-mn)-5-heHnnmnupas3of-3-uadopoHOBas KUCIOTA

{HORB. .
oY

THE- M

Oran 1: Cwmech 3-pernn-2H-nupazona (5,00 r, 34,68 MMoib), I-TONYOJICYIbGOHOBON
kuciotsl Monoruapara (0,30 r, 1,73 mmons) u 3,4-guruapo-2H-nupana (5,83 r, 69,31 Mmonb) B
TOJIyOJIe NIEpEeMEIINBAIN IIPU KOMHATHON Temneparype B TeueHue 6 4. CMech KOHLEHTPUPOBAIN
NpU TMOHWKEHHOM pAaBiieHHH. (OCTaTOK O4YMINANK TOCPENCTBOM  KOJOHOYHOW  (hdim-
xpomarorpaduu ¢ 0~80% sTunanerara B nerposieitnom s¢gupe ¢ monyueHuem 1-(okcan-2-wmn)-3-
dennnmupasona (7,00 r, 88%) B Buze xearoro Macaa. MC m/z 229,2 [M+1]*. 'H SIMP (400
MTI'u, IMCO-d¢) 6 7,93 (n, J=2,4 T'u, 1H), 7,86-7,76 (M, 2H), 7,43-7,39 (m, 2H), 7,34-7,24 (m,
1H), 6,77 (n, J=2,4 'y, 1H), 5,44 (ax, J=10,2, 2,4 T'u, 1H), 3,95-3,92 (M, 1H), 3,75-3,57 (m, 1H),
2,24-2.06 (m, 1H), 1,96-1,95 (m, 2H), 1,78-1,62 (m, 1H), 1,60-1,49 (m, 2H).

Oran 2: B nepememuBaemyro cmech 1-(okcaH-2-wmn)-3-¢penmnmmupaszona (1,00 r, 4,38
MMOJIb) B Terparuapodypane (10 m) kammsimu nodasmsmu Oyruuutait (1,8 mu, 4,50 MModb,
2,5 M B rekcane) npu -78°C B armocdepe azora. Cmech nepememnBain mnpu -78°C B TeueHue
0,5 4, B BBIIEYKA3aHHYIO CMECh KaruisiMu no0apisuin Tpuusomnpomuwioopart (0,99 r, 5,26 Mmob)
npu -78 °C. PeakunoHHy0 cMech mepememuBany npu -78°C eme B Tedenue 2 4. Peakipmio
TacU/IM HACBIIIEHHBIM BOJHBIM PACTBOPOM XJiopuaa ammonHus pu -78 °C. CMech MOAKUCISIH
HCI (Boxgn.) no pH 5. Cmech skctparuposanm striarneratoM. OObeIMHEHHbIE OPTaHUYECKHe
CJIOM TIPOMBIBAIM BOJOMW, CyIIMJIN Hapn Oe3BomHbIM cynbparom Hatpus. Ilocne QubTpanun
($unbTPaT KOHLEHTPUPOBAIN NPHU IMOHIKEHHOM naBieHud. OCTaTOK OYHUINAIA TOCPEICTBOM
oOpamenHoit ¢udu-xpomarorpapuu ¢ 10% - 60% aneronutpuna B Bome 3a 30 MHH C

nosiyueHuem 2-(okcaH-2-mi)-5-penuamnupazon-3-undboponosoit kuciotel (B21) (640 mr, 53%) B
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BHIe kenToro macaa. MC m/z 273,2 [M+1]".
IIpomexxyTouHOe coenuHenue B22

1-(Tper-OyTokcukapOoHmN)-4,5-TMMeTUIIIPa30J1-3-uI00pPOHOBas KUCIOTA

HOB
{ }z\h/\g'/

N-N
EGC

Oran 1: B pacteop 3,4-numerun-2H-niupasonsr (2,00 r, 20,81 MMOJIb) B OUXJIOPMETAHE
2497 wmMmomb) u  4-

aumerwiamMuHonupuauH (7,62 r, 62,37 mmonb). ITony4yeHHBIH pacTBOp MepeMeIIuBaId TPU

(15  wmn) pobGammsiu  au(Ttper-Oytun)kapbonar (5,45
KOMHATHOW Temriepatype B TedueHHe 2 4. CMmech KOHLEHTpPHpPOBaIH B Bakyyme. OcraTok
OUHWIIAIA TMOCPEACTBOM KOJOHOYHOUM (um-xpomarorpaduu ¢  0~25% sTunanerata B
neTposielHoM 3dupe ¢ mojaydeHueM Tper-Oytun 4,5-nqumetmnnupas3on-1-kapbokcunara (4,00 r,
97%) B Buze OGecuserHoro macaa. MC m/z 197,1 [M+1]".

Oran 2: B pactBop Tper-Oyrun 4,5-gumernnnupason-1-kapbokcmnara (2,0 r, 10,19
MMOJIb) B TeTparuapodypane (10 mi) kamssmu gobasmsn Oytwumuruii (8,0 mi, 20,00 MModb,
2,5 M B rekcane) npu -78°C B atmocdepe azora. [Tocne nepememnBanus npu -78°C B TeueHne
30 MHH B BBIIEYKA3aHHYIO CMECh MENJIEHHO N00aBisun Tpumsonpomwiodopar (2,30 r, 12,23
mMmoiib). Cmech nepemermmBaiu npu -78°C B Tedenue 4 4. Peakuuio 3aTeM racuiiv, UCIOIb3YsI
HACBHIIEHHBIH BOJAHBIM pacTBOp XJjopuzaa amMMoHusA. CMech 3KCTPAarvpoOBalM 3TUJIALIETATOM.
Opranudecknii Ccnol cymuiau Hax Oe3BOAHBIM CyJdb(paToM HaTpus, (QUIBTPOBAIA H
KOHLIEHTpUpOoBaIU B BakyyMme. OCTaTok OYHMINANIM IOCPEACTBOM OOpalieHHO-(pa30BoMH
KOJIOHOUHOU (umui-xpomatorpadpun ¢ 5~25% aneronutpunia B Boje ¢ mosiyueHuem 1-(Tper-
OytokcukapOoHm)-4,5- tuMeTnnnupasod-3-undoponosoit kucaots! (B22) (200 mr, 8%) B Buze
xenroro Macina. MC m/z 241,1 [M+1]".

IIpomexxyTouHoe coenuHenne B23

1-(okcan-2-un)-4H,6H,7H-nupano[4,3-cnupa3on-3-uadopoHoBast KHCIOTa

O
H
{ szYQJ

N-N
THF

Oran 1: B pacreop 1H,4H,6H,7H-nmpano[4,3-c]nupazona (400 wmr, 3,22 mMmoinb) B
nuxjiopmeTane (6 M) 10OABISTH T-TONYOJCYIb(OHOBONH KUCIOTHI MOoHOruapar (55 mr, 0,29
MMOJIb) U 3,4-nurunpo-2H-nupan (542 mr, 6,44 mmonb). TloaydeHHBIN pacTBOp MepeMenIBaIH
npyU KOMHATHOH Temmeparype B TeueHne 2 4. CMech KOHLIEHTpUpoBaIH B Bakyyme. OcraTok
OUHWIIAIM TOCPEACTBOM KOJIOHOUHOW (umm-xpomarorpapuu ¢  0~50% sTunanerata B
nieTposieliHoM 3¢upe ¢ monyuenuem 1-(okcan-2-mn)-4H,6H,7H-upano[4,3-c|nupa3zona (370 mr,
55%) B Buge xenroro macaa. MC m/z 209,1 [M+1]".

Oran 2: B pacteop 1-(okcan-2-um)-4H,6H,7H-nupano[4,3-c]nupazona (370 wmr, 1,78

MMOJIb) B MeTWJI TpeT-OyTuinoBoM sdupe (5 mi) nobasmsum Ouc(nuHakonato)audop (902 wmr,
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3,55 mmons), numep (1,5-muxnookraanen)-(merokcu)upuaus (I) (59 mr, 0,09 mmons) u 4,4-nu-
Tper-Oytun Ounmpunun (47 wmr, 0,18 mmonb) B atmocdepe asora. IlomyueHHBII pacTBOp
nepememuBaau npu S5S5°C B TeueHune 2 4. CMmech KOHIEHTpUpoBaiu B Bakyyme. OcTaTok
OUHUIIANIA TIOCPEACTBOM OOpameHHO-(Pa30Boi KOJIOHOUHOW ¢(m-xpomarorpapuu ¢ 5~20%
alleTOHUTpWJIa B Boae ¢ mnonyudeHueM 1-(okcan-2-un)-4H,6H,7H-niupano[4,3-c]nupaszon-3-
unboponoBoii kucnotel (B23) (430 mr, 96%) B Bume kopuuHeBoro Macia. MC m/z 2531
[M+1]*.

IIpomexxyTounoe coenuHeHnne B24

2-[1-[(4-meTokcudenun)merun |-5-(4,4,5,5-rerpamerin-1,3,2- nuokcaboposaH-2-

WUT)[THPA30J1-3- WT |TUPUIUH

Oran 1: Cmeck 3tun 3-okco-3-(mupuans-2-wi)nponanoara (5,00 r, 25,9 mmons) u [(4-
MeTOKCU(pEHIIT)MeTII [ruapasnHa ruapoxiopuna (4,9 r, 25,9 MMosb) B 3TaHOJE MEPEMEIINBATH
npu 80°C B Teuenue 16 4. CMech KOHLIEHTPUPOBAIU INPHU MOHWKEHHOM aAaBieHuu. OcraTok
OUHIIAIN TIOCPENCTBOM OOparneHHO-(Ga30Boi KojaoHOUHOH (uaii-xpomarorpaduu ¢ 10~80%
arleToHUTpUia B Boge 3a 30 MuH ¢ monydeHueM 2-[(4-meroxcudenuna)meTi |-S-(mupuaus-2-
wn)-4H-nupason-3-ona (2,00 1, 27%) B Buae xkopuuHeBoro Tepaoro semecrsa. MC m/z 282,2.
[M+1]*.

Oran 2: B nepememmuBaemyro cmech 2-[(4-meroxcudeHun)MeT]-S-(mMpuanH-2-1)-
4H-nmpazon-3-ona (1,40 r, 4,98 mmonb) B Terparuapodypane (20 mu) KamsiMu g00aBIsIH
Ouc(rpumermincummn)amun autus (5,5 mi, 5,50 mmonb, 1 M B Terparuapodypane) npu -78°C B
armocdepe azora. [locne nepememuBanus npu -78°C B Teuenue 0,5 4 B BhILIEYKA3aHHYIO CMECH
KamsamMu 106assu nepdropoyrancyasporundropun (1,70 r, 5,47 mmons) mpu -78 °C. Cmech
nepemMelBaIl P KOMHATHON TeMmIepaType B TeueHHe 16 4. PeakIMOHHYIO CMECh racuiH
BOIOW M O3KCTparupoBaiu HsTianeratoM. OpraHu4eckuid CJIOW Ccyunuid Hajx Oe3BOIHBIM
cyabaroMm HaTpusi, (UIBTPOBAIM U KOHLEHTPHPOBAIM B BakyyMme. OCTaTOK O4YMINAIH
nocpencTsoM  oOpamieHHO-pa30BoOM  KOJNOHOWHOW  (udm-xpomarorpadpuu ¢ 10~70%
arleToHUTpHia B Boge 3a 30 MuH ¢ monydeHneM 2-[(4-merokcudeHun)MeT |-S-(mupuana-2-
wi)mapazon-3-un 1,1,2,2,3,3,4,4,4-nonadropbyran-1-cynsdonara (2,40 r, 85%) B Bume KenTOrO
TBepporo Bemectsa. MC m/z 564,1 [M+1]". 'H sMP (400 MI'u, IMCO-dg) 6 8,62-8,60 (m,
1H), 7,97-7,96 (m, 1H), 7,89-7,88 (m, J=7,8, 1,8 I', 1H), 7,41-7,39 (M, 1H), 7,28-7,19 (m, 2H),
6,98-6,91 (m, 2H), 6,88-6,87 (m, 1H), 5,37 (c, 2H), 3,74 (¢, 3H).

Oran  3: JlerasupoBaHHyr0 cMmech  2-[(4-merokcudenmn)mernn|-5-(mupuaus-2-
wi)nupazon-3-un 1,1,2,2,3,3,4,4, 4-nonadropOyran-1-cynsdonara (2,40 r, 4,26 mmons), [1,1°-
ouc(nupenunpochuno)peppouet | nuxnopnawagus () (0,31 wmr, 0,43  mmoub),
ouc(nmuakonaro)nudopa (2,16 r, 8,52 mmonns) u auerata kanus (0,84 r, 8,52 MMoJb) B TUOKCaHEe

nepememnBanu npu 80°C B Tedyenue 16 u. IlomydeHHyr0 cMmechb KOHLEHTPUPOBAIU IPU
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MOHIKEHHOM  JIaBJIeHHH. PEakIMOHHYI0 CMeCh pPa3BOAWJIM BOAOH U 3KCTPAarupoOBaJIH
stunaneratoM. OpraHu4