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Hacrosimee n3o0pereHne OTHOCHTCS K HOBOMY CIOCOOY NMPOMBIIIIEHHOTO CHHTE3a aromMeiaTHHa wiu N-
[2-(7-meTokcu-1-HadTrm)THI|aneTaMmuaa popmyast (1)

NHCOMe
MeO
@

Aromenatus, win N-[2-(7-MeTokcH- 1 -HaQTHIT)3THIT |aTleTaMul, 00JIagaeT IICHHBIMU (apMaKOJIOTUICCKUMU
CBOMCTBaMH.

B neficTBuTENEHOCTH, OH 00J1a1acT ABOHCTBEHHBIMU CBOWCTBAMH, SIBIISSCH, C OJHON CTOPOHBI, aTOHHCTOM
PENENTOPOB MENATOHUHIPTHUECKON CHCTEMBI M, ¢ APYroil cropoHsl, antaronuctoM 5-HT2C penenrtopa. OtH
CBOWCTBA MPHUIAIOT €My aKTHBHOCTH B IIEHTPAIBLHOW HEPBHOW CHCTeME U, O0jee KOHKPETHO, B JICUCHUH TITy00-
KOH JIerpeccHd, Ce30HHBIX ad(EKTHBHBIX PACCTPOWMCTB, HAPYIICHHWH CHA, MATOJOTHH CEepAeYHO-COCYAMCTON
CHCTEMBI, TATOJIOTHH NHUIIEBAPUTEIFHON CHCTEMBI, OECCOHHUITB U YTOMIIIEMOCTH BCIICACTBHE HApyIICHUS OHO-
PUTMOB B CBSI3H C IIEPEIECTOM Yepe3 HECKOIBKO YaCOBBIX MOSICOB, HAPYIICHUH alllIeTUTa U OKUPEHUSL.

AroMenaTHH, ero MoJIyueHHE W TepaleBTUYEeCKOe MPHMEHCHHE omucaHbl B EBporeiickux mareHtax EP
0447285 u EP 1564202

[IpuHuMas Bo BHUMaHUE (HapMaIleBTHYCCKYIO ICHHOCTh JTAHHOTO COCAWHCHHS, BAYKHO, YTOOBI €T0 IoTyJa-
JIM TIPY TTOMOIIY BBICOKOIIPOHM3BOIUTEIBHOTO CIIOC00a MPOMBIIICHHOTO CHHTE3a, KOTOPBIH JIETKO TIEPEBOTUTCS
B MIPOMBIINUICHHBIA MacIITad ¥ 00eCleUYnBaeT MOyICHUE arOMETaTHHA ¢ BEICOKAM BBIXOJIOM U C TIPEBOCXOTHOU
YUCTOTOM.

B ommcannu marenra EP 0447285 packpsiTo TosydeHHe aroMmeNiaTHHA 32 BOCEMb CTaJWid MCXOnIs U3 7-
MeTOKCH- 1 -TeTpanioHa. B onucanum natenra EP 1564202 3asButens pazpadboTta HaMHOTO Ooiiee 3¢ (HeKTHBHBIN
¥ IPUMEHUMBIH B MPOMBIIUIEHHOCTH CIOCO0 CHHTE3a BCETO JIMIIH 32 YETHIpE CTAIWU MCXOISI M3 7-METOKCH-1-
TETPaJOHA, TO3BOJISIS TONYYUTh arOMENIATHH YPE3BBIYAHO PENPOAYKTUBHBIM CIIOCOOOM B XOPOIIO OIPEICIICH-
HOW KpucTaymueckod gopme. TeM He MeHee, BCe ellle MPOIOJIKAIOTCS IMOUCKH HOBBIX CIHOCOOOB CHHTE3a, B
0COOEHHOCTH NCXO/ U3 UCXOTHBIX BEIIECTB MEHEE TOPOTOCTOSIINX, HEXKEIH 7-METOKCH- | -TeTpaoH.

3asiBuTeIeM OBLTH MPOJOKEHBI €T0 UCCICIOBAHMS, U OBUT pa3pab0oTaH HOBBIA CIOCOO CHHTE3a aromela-
THHA UCXOJ M3 7-METOKCHHA(PTAIUH-2-0J1a: 3TO HOBOE MCXOTHOEC BEIICCTBO 00JaNacT MPEUMYIIECTBOM B TOM,
YTO €ro MOXKHO MOJYYaTh MPOCTO U 6e3 0co00ro TpyAa B OONBIIAX KOJUYECTBAX C MCHBIITUMH 3aTpaTtamu. [Ipe-
HUMYIIECTBO 7-METOKCUHA()TAINH-2-01a TAKXKE 3aKIIFOYaeTCs B TOM, YTO B CBOCH CTPYKType OH MMEET HadTamu-
HOBYIO KOJIBIICBYIO CHCTEMY, KOTOpas MO3BOJIICT M30ekKaTh B CHHTE3C BBEICHHS CTAJHU apOMAaTU3aIlUH - CTa-
JTIH, KOTOpasi BCETAa ABIACTCS MPOOIEMaTHYHON C IPOMBIIIICHHON TOYKU 3pCHUS.

Kpowme Toro, 3TOT HOBBIN crioco0 oOecrieynBaeT MOMyUeHUE aroMeJIaTHHA BOCIIPON3BOAUMBIM CITIOCOOOM H
6e3 moTpebHOCTH B 1aOOPATOPHOI OUHCTKE, C YUCTOTOH, KOTOPAsi COMOCTaBIMA C €r0 IPUMEHEHHEM B Ka4eCTBE
(hapmareBTHUECKOTO JACHCTBYIOMIETO BelIecTBa; http://www-iab.ujf-grenoble.fr/clientzone/plforme 10/img/tomo
xfluo.jpg.

Bonee koHKpeTHO, HACTOsAIIEE H300PETEHNE OTHOCHUTCS K CIIOCO0Y MPOMBIIIICHHOTO CHHTE3a COSINHEHHUS
¢dopmyust (1)

NHCOMe
MeO

O

OTJIMYAIOIIEMYCS TEM, YTO B PEAKITHIO BBOAAT 7-MeToKcHHadTanmH-2-011 popmyssl (11)
MeO OH
an

B KOTOPBIH B mooxeHuu 1 coenunenust popmyisl (II) BBomsaT rpymmy -CH,-X, e X npeacrasisieT coboi
rpynny -N(CH3),, -CO-N(CH,-Ph),, -CH,-OH, -CH=CH, uiu -CO-NH,, 4T00bI 0JIy4UTh COEAUHEHHE HOPMY-

et (1IT)
X

MeO OH
(I

B koTopoit X mpencrasiser coboit -N(CHj),, -CO-N(CH,-Ph),, -CH,-OH, -CH=CH, wunu rpynmny -CO-

NH,;
coemunenue dopmyinsl (III) momBeprarT peaknuu Cyab(HOHHUINPOBAHHUS IO apOMATHUECKOMY CIUPTY U
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3amecturedb X coenuHeHus Gopmynsl (I1I) sBrseTcs MOAUMUITPOBAHHBIM IO WM MOCIIE CTAUH CYIIb(HOHMITH-
pOBaHUS apOMATHYCCKOTO CIHMPTA MPU MOMOIIM OOBIYHBIX XUMHUYCCKUX PEAKIUH C IOJYYCHHUEM COCIMHCHUS
dbopmymer (IV)

x

MeO 0SO,R
av)

B koTopoit X' mpexacrariser coboit -CN, -CO-NH,, -CH,-OH, -CH,-N(CH,-Ph),, -CH,-NH-CO-CHj,
-CH(OH)-CH,-OH, -CHO wnu rpymmy (2,5-anokconmpponuans-1-mn)merun u R npeacrasnser coboit rpymmy
-CHjs, -(CH,),-CHs, -CF5 nnu toywn,

coenuHenue Gopmyisl (IV) moxsepraroT peaknuu A€30KCUTCHUPOBAHKA B MPUCYTCTBUU MEPEXOJHOTO Me-
TaJlyla ¥ BOCCTAHOBUTEJISI C TTOJTyIEHUEM:!

iy, ecni X' peactasisier coboit rpymy -CH,-NH-CO-CH;, coemunenus hopmynsl (I) HemocpencTBeH-
HO, KOTOPOE BBIACIAIOT B BUZIE TBEPJIOTO BEIIECTBA;

wim coequHeHHsT popmysl (V)

MeO.
V)

B kotopoit X" mpenctasinseTr coboit rpymmy -CN, -CH,-N(CH,-Ph),, -CH,-OH, -CO-NH,, -CH(OH)-CH,-
OH winu (2,5-1noKkconupposuanH-1 -1 MeTnI;

3ateM coeanHeHue Gopmyisl (V) moaBepraoT 0ObIYHBIM XMMUYECKHM PEAKIUSIM C TIOTyUYCHUEM COCIHHE-
Hus hopmytsl (1), KOTOpoe BRIIEISIOT B BHIIE TBEPIOTO BEIIECTBA.

BapmaHT croco6a mpOMBIIIIICHHOTO CHHTE3a COCTOWUT B TOM, YTO BO BpEMS IIPEBPAIICHUS COCANHEHHS
dbopmymer (IIT) B coequrenne dhopmyiel (IV) rpynma X He MoaudummpoBana. [ToryaeHHOE coeTMHEHUE, CYITb-
(hOHMITMPOBAHHOE TI0 €r0 aPOMATHIECCKOMY CIIHPTY, 3aTeM MOJBEPraioT PeakIiy Ae30KCUTCHUPOBAHUS ITOCPEA-
CTBOM JIEHCTBHS IEPEXOIHOTO MeTajla U BoccTaHOBUTENS. ['pynmy X BIOCIEICTBHH MOIUGHUIHUPYIOT IPH TO-
MOIIX OOBIYHBIX XUMHUYECKHX PEaKIUi ¢ MoJydeHHeM coeauHeHus Gpopmydsl (I), KoTopoe BHIIEISIOT B BHIC
TBEPAOTO BEILECTBA.

Coenunenne dopmynsl (II) mmeercst B mpoake MIIM MOKET OBITh JIETKO IOJYYEHO CIEIMAINCTOM B JaH-
HOHM 00JIaCTH TEXHUKH, UCTONB3YsI XUMUYECKHE PEaKLUH, KOTOPBIE SIBISIOTCS CTaHAAPTHBIMH HJIM OIMCAHBI B
JUTEPATYPHBIX HCTOYHHUKAX.

B crioco6e, npemyiaraeMoM B n300peTeHnH, npeBpaieHue coequnenus popmyisl (1) B coenunenue dop-
myiel (I11), B koTopoit X mpenctasisier coooid rpymmy -N(CHs), OCyIIECTBISIOT B COOTBETCTBUH C peakiuei
ManH#Xa MOCPECTBOM ACHCTBHS (hOpMaNbICTHAA B IPUCYTCTBHN TUMETHIIAMHHA.

B crmocobe, npemiaraemMoM B u300peTeHnH, npeBpamienne coequHerus Gopmynsl (II) B coemunenne dhop-
myiel (IIT), B kotopoit X npenctasiser coboit rpymmy -CH,-OH, coctouT B Tom, uto coequrenue Gopmyasl (I1)
MOJBEPraloT ACWCTBUIO TIIHOKCANsd (WM 3TaH-1,2-1MoHA), 32 KOTOPBIM CIEAyeT ICHCTBHE BOCCTAHOBHTEIIS.
[IpenMytiecTBEHHO BOCCTAHOBUTENb MPEACTABISIET COO0M aMIOMOTHAPUA JHUTHS, THAPHI AAU300YTHIAIIOMH-
HUS, TPUSTHITHAPH] JIUTHS WM TUMETHICYNIbGUI 6opaHa. [IpennodTHTENEHO BOCCTAHOBUTENb MPECTaBIISET
co00i1 aIMOMOTHAPUT JIUTHS.

B crioco6e, npemyiaraeMoM B n300peTeHny, npeBpaineHue coequnenus popmyisl (1) B coenunenue dop-
myunsl (1IT), B kotopoii X mpencrasmisier codoit rpymiy -CO-NH, wnu -CO-N(CH,-Ph),, ocymectsustor nocpen-
CTBOM JICHCTBHS TNIMOKCAJISl, 32 KOTOPBIM CJEIyeT JeHCTBHE, B HarpeToi cpexae, coenunenus Gpopmynst NHR'R',
B KoTopoii R' mpeacrasnser coboit H wmm rpynmy -CH,-Ph.

VYka3zaHHYIO pPEakIfio ¢ TIHOKCAIEM, MPUBOAAIIYI0 K 00pa30BaHHUIO IPOMEKYTOYHOTO JTAKTOHA (POPMYIIBI
(VD)

0

MeO o

(V)

MPEANOYTUTENLHO OCYILECTBIISIOT B IBE CTAIHH.

Ha nepBoii cragnu coennnenue gopmyinst (II) pacTBOpSIOT B OCHOBHOW cpefie B IPUCYTCTBUU TJIHOKCAIS.
[IpeanoyTnTenbHO OCHOBAHKE MPEACTABISECT COOOH TMIPOKCHA HATPHs WM THAPOKCU Kajus, Ooyee KOHKpET-
HO THAPOKCHUJ KaJIHs.

Ha BTOpOIi cTammu npoMeKyTOYHBIH MPOJIYKT, @ UMEHHO 8-MeTokcu-1,2-nurunponadrol2,1-b]dypan-1,2-
JIUOJ, PacCTBOPAIOT HEMOCPEACTBEHHO B KUCIOTHOM cpeie, MPEANOUTHTENBHO XJIOPHCTO-BOAOPOAHON KUCIIOTE, C
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MOJyYeHHEM MIPOMEKYTOUHOT0 JlakToHa Gopmyisl (VI).

B crioco6e, npemyiaraeMoM B n300peTeHnH, npeBpaieHue coequnenns popmyisl (1) B coenunenue dop-
myiel (IIT), B koTopoit X mpencrasmnsieT coboit rpymmy -CH=CH,, oCyIIecTBIIIOT B COOTBETCTBHUHU C CUTMATPOII-
HOW meperpynmnupoBkoii KiaifzeHa mocpecTBOM JASHCTBHS aJUTHIOPOMHIA B OCHOBHOM cpejie, IOCie Yero ciie-
IyeT TepMHuecKas meperpynmupoBka. [leiicTBue ammmmOpoMuaa OCYIIECTBIISIIOT B IMPUCYTCTBHHA OCHOBAHHA,
TAKOTO KaK THAPHUA HATPHA, TPET-OyTHIAT KaHs, METHIAT HATPHS, TUAPOKCH]T Kallisl, THAPOKCHI HATPHUs, Kap-
OoHat Kaius win KapOoHaT HaTpus. IIpenMyInecTBEHHBIN BapHaHT OCYIIECTBICHUS COCTOUT B MCIOJIB30BAHUU
KapOOHaTa Kajlus B KAaUeCTBE OCHOBAHMUS B CTAJMH, KOTOPAs BKIIIOUACT PEAKIIHIO C AJUTHIOPOMHUIOM.

B crnocobe, npemiaraemMom B u300peTeHnn, npeppamienue coenunenns popmyisl (11I) B coennnenue ¢op-
mynsl (IV) cocrout B ToM, 4TO CTaaus Cyab(OHUIMPOBAHMS apOMATHYECKOTO CITUPTA CONMPOBOXKIAETCS MOJHU-
¢ukanmei rpynmsl X Ipu HOMOIIN OOBIYHBIX XUMUYECKUX PEeakKLuid, X oIlpeaeseH Kak yKa3aHo Bble. B coor-
BETCTBHH C JIPYTMM IIPEHMYIIECTBEHHBIM BapHaHTOM OCYILECTBJICHUS, NMPEBPAIICHHE COSAMHEHHs (opMyItbl
(II) B coenunenue dopmyst (IV) coctour B Momudukanuu rpynnsl X MPH MOMOIIM OOBIYHBIX XMMHUYECKHX
peakuuii, mocie 4ero cieayeT cTaaus CyJb(GOHIINPOBAHUS apOMAaTHUECKOTO CIIUpTa, X ONpeleieH, Kak yKa3a-
HO BBIIIIE.

VYka3zaHHYIO CTaaHI0 CyTb(OHUIMPOBAHUS OCYIIECTBISIOT MOCPEICTBOM ACWCTBUS CYIb(QOHIIXIOPHIA,
CyI5(OHOBOTO aHTHIPHUIA WM CYyIb(GOHUMHUIA. B COOTBETCTBUM C MPENMOYTHTEIBHBIM BapHAHTOM OCYIIIECTB-
JICHWUs, CTamuio CyTb(OHWIMPOBAHUS  OCYIIECTBISIOT MOCPEICTBOM  NEHCTBUS  TO3WIXJIOpHIA, H-
MIPONUIICYIb(OHUIXIIOpUAA, TPUPTOPMETAHCYITHPOHOBOTO aHTHApHIa Wik GeHmtTpudnmuna (wim N,N-Ounc-
(TprdTOpMETHICYITH(MOHMI )AHIIIUH).

B cnocobe, npemiaraeMom B M300peTeHnH, MpeBparieHne coeanHenus: popmynsl (IV) B coennnenue ¢op-
Mybl (V) COCTOUT M3 CTaANH JIE30KCUTCHUPOBAHUS B IPUCYTCTBUH IIEPEXOAHOTO METa/lIa M BOCCTAHOBUTEIIS.

[TpeanoyTnTebHO MEPEXOAHBIN METAI MPEICTABISIET COO0H HUKENb, NAUTaaui nin miatuny. [lepexon-
HBIIl METaJul MOXET HaXOJWTHCS WM B BHJC COJIM, WIM B BHJE NPOCTOTO BellecTBa. [IpennouTUTENEHO COTb
MEePEXOHOr0 MeTajlla MPEACTaBISIET cOOOW COJb HUKENS WIN COJb MaJIafus, 0oJjiee MPEIIOYTHTEIHFHO COJb
HUKEJIS.

[IpenmymiecTBEHHO BOCCTAHOBUTENb MPEACTABISACT cOOOW WIIM TUAPHUA, TaKOH Kak OOpOTHAPHI HATPHSA
W aTIOMOTUAPHUA JTUTHS;, WM aMUHOOOPaH, TaKOW KaK AUMETHIIAMHH-O0paH; WM alKOKCHUCHIIAH, TAaKOH Kak
JUMETOKCHMETHIICHIIAH; WM aJKWICHIAH, TAKOW KaK TPUAITWICHIIAH; WM IIEJIOYHO-3eMENbHBIA METalI, TaKOH
KaK MarHui; WM BOJAOPOI.

B cooTBercTBHHM ¢ APYrUM MPEINOYTUTEIFHBIM BapHAaHTOM OCYIIECTBICHHS TPEBPAIICHUE COCAUHEHHS
¢dopmyast (IV) B coennnenne Gpopmyist (V) COCTOUT U3 CTaIUH A€30KCUT'CHUPOBAHUS B IPUCYTCTBUH HUKEIIS, B
YaCTHOCTH COJIM HUKEJIS, U THIPUAA, IPEATIOYTHTELHO OOPOTHAPHIA HATPHSI.

B cooTBeTcTBHM C APYrMM NpPENIIOYTHTENFHBIM BapUAaHTOM OCYIIECTBIICHHS IPEBPAIICHHE COCTUHEHHS
dbopmynst (IV) B coequnaenune Gpopmyist (V) COCTOUT U3 CTAIUH JE30KCUI'CHUPOBAHUS B IPUCYTCTBUH MAJLIaANS
U BoZopoJa. Bomopoa MpUMEHSIOT HEMOCPEICTBEHHO B €r0 I'a3000pa3HOM BHJE WM €r0 HENpsiMO MOIydYaroT
MyTEeM Pa3JIoKeHHs popMUaTa aMMOHHMS.

B cooTBercTBHHM ¢ APYrUM MPENNOYTHTEIFHBIM BapHaHTOM OCYIIECTBICHUS TPEBPAIICHUE COCANHEHHS
dbopmynel (IV) B coequnerne Gpopmyisl (V) COCTOUT U3 CTAINH N€30KCUTEHUPOBAHUS B MIPUCYTCTBUU TTAJUIATUS
1 IIEJIOYHO-3eMENIEHOTO METAJIa, MPEANOYTHTEIEHO MarHusl.

B cooTBeTrcTBHHM ¢ APYrUM MPENNOYTHTEIFHBIM BapHaHTOM OCYIIECTBICHHS TPEBPAIICHUE COCANHEHHS
dbopmymer (IV) B coennaenune Gopmynsl (V) COCTOUT U3 CTAIMH JI€30KCUTEHUPOBAHUS B IPUCYTCTBUH TIEPEXO/I-
HOTO MeTajlla, BOCCTAHOBUTENSI W JIMranja. JInrana nmpeInodTUTENbHO pecTaBiIseT cobol pochuHOBEIN Jn-
raHp u, 6oyiee KOHKPETHO, TpudeHmihochuH.

B cooTBeTcTBMM C KOHKPETHBIM BapHaHTOM OCYIIECTBICHUS CTaaus JI€30KCUTCHHPOBAHUS COCIUHEHHS
¢dopmyast (IV), B kotopoii X' npencrasiser coboit rpynmny -CH,-NH-CO-CH3;, K0TOpyI0 OCYIIECTBISIOT

WIA B IPUCYTCTBUH HUKEIS, B YACTHOCTH COJHM HUKENS, ¥ TUAPHUIA, IPESIIOYTHTEIEHO OOpOTHIpHIa Ha-
TPHS;

WIH B IPUCYTCTBUH NAJUTAHs U BOJIOPOI;

WIH B IPUCYTCTBUH HAJUTAHS U IIEITOYHO-36MEIHHOTO METAIlIa,

MIPUBOJIUT HETIOCPEICTBEHHO K 00pa3oBanuto coenuaenus Gopmysl (1).

3TOT c1I0Cc00 ABNAETCA B 0COOCHHOCTH BHITOTHBIM I10 HIDKECIIEIYIOIIAM IPHIUHAM:

obecrieanBaeT BO3MOKHOCTh TOMydeHus: coenuHeHust Gopmynsl (I) B IPOMBINUIEHHBIX MacmTabax ¢ Xo-
POIINM BBIXOJOM HCXOJS M3 MIPOCTOTO M HEAOPOTOT0 HCXOAHOTO BEIIECTRA,;

JlaeT BO3MOXKHOCTh M30€XKaTh PeakiMy apoMaTH3ally - CTaiH, KOTopas BCeraa sIBISIETCS npodieMaTiy-
HOH C TPOMBIIIIEHHOM TOYKH 3pEHHS - HOTOMY 4TO B MCXOJHOM CyOCTpaTe NMpUCYTCTBYET Ha)TaTMHOBAsT KOJIb-
IIeBasi CHCTEMa,

obecrieunBaeT BO3MOKHOCTH MOJYYSHHs] aroMelaTHHAa HMCXOMAs U3 7-METOKCHHAa(TaJIMH-2-0JIa C YMEHb-
IICHHBIM KOJMYECTBOM CTaJUH.

Coenunenust popmya (III), (IV) u (VI), nonydeHHbIe B COOTBETCTBUH CO CIIOCOOOM, MPEIaraéMbIM B H30-
OpeTeHny, SBISIOTCS HOBBIMH M IIPUMEHUMBIMH B Ka4eCTBE MPOMEKYTOUHBIX COCTUHEHU B CHHTE3€ aroMeia-
THHA.
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Coenunenust popmynsl (V), TOIydeHHBIE B COOTBETCTBUH CO CIIOCOOOM, IIpe/ularaeMbIM B M300pETCHHH,
NPUTOHBI B KaUeCTBE NMPOMEXYTOUHBIX COeIUHEHNH B cHHTe3e aroMenatnHa. Coexannenust Gopmynsr (V), no-
Jy9eHHBIC B COOTBETCTBHH CO CIIOCOOOM, MpeaIaraeMbIM B H300PETEHUH, SIBIISTIOTCS. HOBBIMH, 32 UCKITIOUCHIEM
(7-metokcuHadTanmuH- 1 -wn)aneronntpmwia,  N,N-muOeH3un-2-(7-merokcunadtanus-1-mn)3tranamuga,  2-(7-
MeTOoKCHHa(TanH- 1 -mn)aTanona u 2-(7-merokcuHadTaanH- 1 -mn)arneraMua.

[IpenmournrenpHbiMU coequHeHUsAME Gopmyns (I11) siBisIFOTCS Cnemyrontue:

1-[(auMeTHIaMIHO )METHII |- 7 -MeTOKCHHA( TaTHH-2-01T;

N,N-guben3uin-2-(2-ruipoKcH-7-MeTOKCHHA( TaTHH- | -HJT)arie TaMu L,

1-(2-rupOKCHITIIT)-7-METOKCHHA( TATHH-2-011;

2-(2-ruapoKCH-7-MeTOKCHHA(TATHH- | -HIT)alieTaMuI;

7-meTokcu-1-(npon-2-eH-1 -m)Had TaauH-2-0J1.

[MpeanouyrnTensHBIMU coequueHnsIME popmyisl (IV) sBrstoTes cinenyromue:

TpupTOpMETaHCYIB(pOHAT 1-(LIHaHOMETHIT)-7-METOKCHHA(D TAINH-2-1I1a;

4-metmiben3oncynbpoHar 1-[2-(aneTuaaMuHO )ITHI |- 7-MEeTOKCHHA( TATHH-2-1JIa;

TpupTOpMETaHCYIbPOHAT |-[2-(AHOESH3MIAMUHO)ITHII |-7-MeTOKCHHA(TATNH-2-1J1a;

npormat- 1 -cynbdoHaT 1-[2-(ameTuiIaMuHo ))3Tr|-7-MeTOKCHHA( TaTHH-2-HJ1a,

npormat- 1 -cynbdoHat 1-[2-(2,5-AH0KCOMTUPPOTUANH- 1 -HIT)3THI |-7-MeTOKCHHAD TaIHH-2-1Ia,;

4-metun6en3oncyabGonHar 1-(2-ruapoKCHUITII)-7-MeTOKCHHA( TATHH-2-1J1a;

4-metun6en3oncynbponar 1-(2-aMHHO-2-0KCOITHI)-7-METOKCHHAPTAINH-2-HJTa;

4-MeTUnOeH30ICYIHPOHAT 7-MEeTOKCH- 1 -(2-0KCOATHIT)HAd TATHH-2-HJ1a,;

4-metmnbenzoncynbpoHar 1-(2,3-IurugpoKcHIpoIu)-7-MeToKCHHa( TaIH-2-1J1a.

(2-I'mppokcu-7-merokcuHadranu-1-mn)aneToHuTpui1, 4-metTmioeH3oncynsponar 7-metokcu-1-(2-{[(4-
MeTI(hEHWT)CYNb(OHWII |OKCH } STHI ) Had TannH-2-1a, npomnas-1-cynbphoHaT 7-merokcu-1-{2-
[(mpormmncynbhoHMT)OKCH [3THI } HATaTH-2-m1a U areraT 1-[2-(aleTuiaMuHO)3THII|-7-MEeTOKCHHAD TATNH-2-
WJIa SIBJISIFOTCS] HOBBIMU M IPUTOJTHBI B KAUECTBE IIPOMEKYTOYHBIX COCMHCHNI B CHHTE3€ aroMesaTHHa.

[IpuBeneHHBIC HIKE TPUMEPHI IEMOHCTPHUPYIOT H300peTeHNE, HO HUKOMM 00pa30oM He OTPaHUYHBAIOT €TO0.

g Toro 4roOBI MOATBEPANTH HMPABIIIBHOCTH PEAKIIMOHHBIX CIOCOOO0B, IPOMEKYTOUYHBIE POITYKTHl CHH-
Te3a OBIIM CHCTEMAaTHYECKH BBIICICHBI M 0XapaKTePU30BaHBL. TeM He MEHEee, MOKHO CYIIECTBEHHO ONTUMH3H-
POBAaTh MPOLIEAYPHI ITyTEM OTPAaHMYEHIS KOIMYIECTBA BRIICICHHBIX IPOMEKYTOYHBIX COCTUHECHUH.

CTpyKTypHI OITMCAHHBIX COCTUHEHUH OBLIM MOATBEP KICHBI P MOMOIIM CTAHIAPTHBIX CHEKTPOCKOIIYe-
CKHX METOJIMK: IpoTOHHBIN SAIMP (s=cunrnert; bs=mupokuii cuuriet; d=nyo6ner; t=tpurmiet; dd=mybneT xyoie-
TOB; M=MYNbTHIUIET); yriaepoaueld SIMP (s=cunrner; d=nyOner; t=Tpumier; q=KBaJApyIUIeT); Macc-
CIIEKTPOMETPHSI ¢ HOHM3aIHeH anekTpopacibuieHreM (ESI).

[Mpumep 1. N-[2-(7-Mertokcunadtanus- 1 -uia)aTrn|aneTaMua.

Cragus A. 1-[(JJumeTrnaMuHO )METHI |-7-METOKCHHA( TATHH-2-0]1.

K pactBopy 7-merokcunadTtanun-2-omna (1.74 r; 10 mmons) B sTanone (10 mi) mpu TemmepaType OKpy-
JKaroled cpenbl qo0aBistoT aumermwiamuH (40% B Bone; 1.52 mur; 12 mMons) u 3aTem dopmanbaerun (37% B
Boze; 0.78 mm; 10.5 mmomnp). Tlocie mepemMemuBaHus B TeUeHHE | 9 pacTBOPUTEINh BHIMAPUBAIOT. [10TydeHHBIH
CBIPOH MPOAYKT (KOJMYECTBEHHBIN BBIXO/) MPUMEHSIIOT HETIOCPEACTBEHHO B CIEAYIOMIEH cTaguu 6e3 JOMOITHH-
TEJIbHON OUUCTKHU.

'H SIMP cnextpockonuueckuii anams (JJMCO-dg, 300.13 MI'n, & B w./mun): 11.18 (bs, 1H); 7.68 (d,
J=8.8 I';, 1H); 7.6 (d, J=8.8 T'm, 1H); 7.23 (d, J=2.3 'y, 1H); 6.93 (dd, J=8.8 u 2.3 ', 1H); 6.89 (d, J=8.8 I'y,
1H); 3.96 (s, 2H); 3.86 (s, 3H); 2.3 (s, 6H).

BC SIMP crextpockonuueckuii anamu3 (IMCO-dg, 75.5 MTI'n, & B u./mmn): 157.7 (s); 156.1 (s); 134.3 (s);
129.9 (d); 128.5 (d); 123.3 (s); 116.0 (d); 114.2 (d); 112.0 (s); 101.6 (d); 55.8 (t); 55.0 (q); 44.3 (2 x q).

Cranus B. (2-I'mapokcu-7-merokcnHadTanuH- 1 -1i)ane ToHUTPIIL.

PactBop mpoaykra u3 cragun A Beime (1.155 r; 5 Mmop) B aumermidopmamuse (5 Mi1) B IPUCYTCTBUH
nmaauaa kamus (390 mr; 6 mMonbp) HarpeBatoT nmpu 80°C B Teuenne 30 4. [Tocie pa3daBieHus ¢ STHIAIETATOM
no6asisiror 2 M Boansiii pactBop HCI (5 mir). CMeck nepeMeInBaroT 1 3aTeM HEHTPaIU3yIOT TIOCPENICTBOM J10-
GaBienust pactBopa pazbasiaenHoro NaHCO;. [IBe da3bl pasfemnsioT U opraHMdecKyro (pakifio IMPOMBIBAIOT
TPH pasa paccoioM, CymaT HaJl cyibhaToM HaTpus U GuiabTpyroT. [locie BeIMapuBaHUS pacTBOPUTEIIS MOTy4a-
IOT CBIPOH TPOJYKT, KOTOPBIH 3aT€M OYMIIAIOT XpoMaTorpadueil Ha CHIMKarejIeBol KOJOHKE (JIII0aHT: IPOCTOM
a¢up/meTponeitnsrii 3¢up 40/60) ¢ mOTydICHUEM LIEIICBOTO MPOAYKTA.

'H aMP cHeKTpockonmueckuii ananu3 (aneron-dg, 300.13 MI'w, & B u./mMiaH): 9.25 (bs, 1H, OH); 7.74 (d,
J=9.1 T'm, 1H); 7.71 (d, J=8.9 I'm, 1H); 7.31 (d, J=2.5 'y, 1H); 7.13 (d, J=8.9 'y, 1H); 7.03 (dd, J=9.1 u 2.5 I'y,
1H); 4.21 (s, 2H); 3.96 (s, 3H).

BC IMP crextpockommueckuii anamms (aneton-dg, 15.5 MI'n, 8 B w./min): 159.9 (s); 154.1 (s); 135.1 (s);
131.1 (d); 130.4 (d); 124.9 (s); 119.1 (s); 116.2 (d); 115.7 (d); 108.7 (s); 102.1 (d); 55.6 (q); 13.6 (t).

Cramus C. TpudropmerancynbhoHat 1-(imaHoMeTHN )-7-MeTOKCHHAD TATHH-2-HJIa.

K pactBopy mpoaykra u3 ctaguu B Beimie (120 mr; 0.52 mmons) B auxiopmeTane (5 mi) mobasistor N,N-
ouc-(tpudropmeruncynbhonmn)anmwmH (204 mr; 0.571 mmois) u TpudTHIamMuH (72 Mk, 0.52 mmons). [Toce
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MepeMEIIMBaHus B TeUeHUE 16 4, paCTBOPHUTENN BBHITAPUBAIOT, M OCTATOK OYHIIAOT XpoMaTorpadpuell Ha CHIH-
KareJieBoi KOJOHKe (3JIF0aHT: dTHIALeTaT/ IeTpoaeiHbIi a¢up, rpaxueHt ot 10/90 no 20/80) ¢ momydenuem yka-
3aHHOTO B 3aroyioBKe npoxykTa (125 mr; 70%).

'H SIMP cnexrpockonmaecknii ananus (CDCly, 300.13 MI'm, 8 B u./mmn): 7.85-7.78 (m, 2H); 7.3-7.22 (m,
3H); 4.13 (s, 2H); 3.98 (s, 3H).

BC SIMP cnexrpockormmuecknii ananus (CDCly, 15.5 M, & B u./mmn): 159.9 (s); 145.6 (s); 133.2 (s);
131.2 (d); 130.8 (d); 128.0 (s); 125.0 (s); 120.3 (d); 118.6 (s, J=318 I'm); 116.9 (s); 116.8 (d); 116.0 (s); 102.3
(d); 55.6 (q); 15.2 (t). Macc-cniextpometpus (ESI; m/z (%)): 345(45) [M]'; 212(100); 184(15); 169(34); 140(18).

Cramus D. (7-MertokcuHad TanuH- 1 -1i1)alie TOHUTPIIL.

PactBop mpoaykra u3 craauu C Beimie (73 mr; 0.212 MMob) B aOCOMOTHOM dTaHoJe (4 MIT) B IPUCYTCT-
Bum namwtagust 10% wa yrire (4.5 mr; 0.004 Mmons) u TpraTiiamusa (150 Mxm) rugpupytot (4 Gap) mpu Temre-
patype okpyxaromiei cpeabl B Teuenue 20 4. [Tocie ¢uibTpanuu yepes UETUT, TPOMBIBAHUS STHIAIICTATOM U
BBHIMTAPUBAHUS PACTBOPUTEICH, CHIPOH MPOIYKT OYUINAIOT XpoMaTorpaduell Ha CHIMKATeIICBOW KOJOHKE (JI0-
aHT: STUIANETaT/IeTpoieiiHbIN 3¢up 15/85) ¢ mosrydeHneM yka3aHHOTO B 3arojloBKe NMpoaykTa (28 mr; 67%).

Touka mnasnenus: 8§6-87°C.

'H AMP criektpockonmieckuit ananms (CDCls, 300.13 MIm, 6 B u./mmH): 7.78 (d, J=8.9 I'n, 1H); 7.77 (d,
J=7.8 Ty, 1H); 7.52 (d, J=7.1 I'y, 1H); 7.32 (dd, J=7.8 u 7.1 I'u, 1H); 7.21 (dd, J=8.9 u 2.4 T'n, 1H); 7.03 (d,
J=2.4Tu, 1H); 4.0 (s, 2H); 3.94 (s, 3H).

BC SIMP crexrpockommaeckuii anamms (CDCly, 15.5 MI'n, 8 B w./miun): 158.5 (s); 132.0 (s); 130.6 (d);
129.1 (s); 128.8 (d); 127.1 (d); 124.4 (s); 123.2 (d); 118.8 (d); 117.7 (s); 101.3 (d); 55.4 (q); 21.9 (1).

Cranus E. N-[2-(7-MetokcuHadTanuH- 1 -1i1)3THII |aie TaMHu I,

136 r nukens Penest, 2.06 1 aranona u 0.23 11 BOJABI BBOAAT B 8-TUTPOBBINA peakTop. B xone mepememmBa-
Hus ipu 70°C u mox 30 6ap Bomopoia MeUICHHO T00aBISIOT COSJUHEHHE, TIoyTydeHHoe B ctanuu D Borme (0.8
KT), PaCTBOpPEHHOE B YKCycHOM aHTHapue (2.4 m). [Tocie 3aBepuieHns 100aBIIeHUsT PEaKIIMOHHYIO CMECh Tiepe-
MEIIMBAIOT B TeUeHHue | 9 moj atMocdepoit Bogopoaa npu 30 Gap u 3aTeM B peakTope cOpachBalOT JaBJiCHHE, a
KuakocTH GuIbTpyIoT. Ilocie KOHIICHTPUPOBAHUS CMECH OCTATOK KPUCTALITM3YIOT M3 CMECH 3TaHOJI/Boja 35/65
C TONTyYeHWEM YKa3aHHOTO B 3arOJIOBKE MPOAYKTa € BBEIXOJOM B 89% u ¢ XMMHYECKO#l 4HMCTOTOH Ooliee deM
99%.

Touka mnasnenus: 108°C.

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8 B u./mn): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 T'u, 1H); 7.31-7.2 (1, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (1, 2H); 3.23-3.18 (1, 2H); 1.94 (s, 3H).

BC SIMP cnexrpockommueckuii ananus (CD;0D, 75.5 MI'w, & B w./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

[Mpumep 2. N-[2-(7-MertokcunadTanus- 1 -uia)aTrn|aneTaMua.

Cranust A. 4-Metun6eH3zoncynbpoHar 1-[(IMMeTHIaMrHO )METHII |- 7-MeTOKCHHA(D TaIMH-2-HJ1a.

K pactBopy mpoaykra, momydeHHOTO B ctaauu A mpumepa 1 (2.042 r; 8.84 MMoITh), B AUMETIII(GOPMAMHU/IC
(8 mur) mobarisror TpeT-OyTHAT Kamus (1.091 r; 9.724 mmMone) u 3aTeM, uepes3 5 MuH, To3mwrxiopun (1.684 r;
8.84 mmoun). [Tociie mepeMerBanus B TedeHUE 6 4 PacTBOP Pa30aBIIAIOT C STHUIIAIETATOM M JIBa pa3a MPOMBI-
BalOT BOJIOH, a 3aTeM paccosioM. Opranmdeckyio a3y BBICYNIMBAIOT HaJa CyJIb(aroM HATpUs, U QUIBTPYIOT, a
PacTBOPHUTEINH BEIMApUBArOT. [10y4eHHBIN CHIPOH TPOAYKT OYMIAIOT XpoMaTorpadueil Ha CHIUKarelieBod Ko-
JIOHKE (DII0AHT: dTHJIAIETAT/TIeTposielHbIi d¢up, rpaaueHT oT 30/70 no 70/30) ¢ mosydeHHEM LEIEBOTO TIPO-
IyKTa B BUIE TBepaoro Bemectsa (1.94 r; 57%).

Touka mnasnenus: 115-118°C.

'H SIMP cnekTpockomuueckuii ananu3 (CDCl;, 300.13 MI', 6 B u./miH) : 7.78 (d, J=8.1 ', 2H); 7.7 (d,
J=9.0 T'm, 1H); 7.62 (d, J=8.8 T'm, 1H); 7.53 (d, J=2.3 ', 1H); 7.34 (d, J=8.1 'y, 2H); 7.14 (dd, J=9.0 u 2.3 I'y,
1H); 6.96 (d, J=8.8 I't, 1H); 3.93 (s, 3H); 3.67 (s, 2H); 2.47 (s, 3H); 2.24 (s, 3H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mun): 158.4 (s); 146.9 (s); 145.5 (s);
135.1 (s); 133.2 (s); 130.0 (2 x d); 129.9 (d); 129.1 (d); 128.6 (2 x d); 127.8 (s); 125.7 (s); 118.5 (d); 117.9 (d);
104.5 (d); 55.3 (q); 54.2 (t); 45.6 (2 xq); 21.9 (q).

Cranus B. 4-Metun6enzoncyinbdonar 1-(unaHoOMeTHT)-7-MeTOKCHHA( TaTNH-2-1J1a.

Vommeran (267 Mxit; 4.29 MMOJIb) JOOABISIOT K PACTBOPY IPOAYKTa U3 cTaamu A pime (1.5 15 9.9 MMoIb)
B qumetundopmamuse (8 mi). [locne mepeMernuBanus B TeUeHUE 4 9 MPHU TEMIOEpPaType OKPYKAIOIICH CpeIbl
no6asisiror 1anuy kanus (304 mr; 4.68 Mmons). PacTBop nepeMeInnBaioT B TedeHue eme 16 9 u 3aTeM pazoas-
JSIFOT C ATUJIALIETATOM, IIPOMBIBAIOT BOJON M TPH pa3a paccoyioM, CyIIaT HaJ CyIb(paToM HATPHUS U (GIIBTPYIOT.
BrimapuBanue pacTBOPUTENST 00ECIIEYMBAET CHIPOH MPOAYKT, KOTOPBIA 3aTeM OYHMIIAIOT XpoMarorpadueii Ha
CHJTMKAreJIeBOW KOJIOHKE (JIF0AHT: dTUiIANeTaT/meTponeinbiit a¢up 40/60) ¢ momydeHHeM IEeNeBOro MpoayKTa
(1.276 T; 89%).

'H SIMP cniexrpockommuaecknii ananus (CDCls, 300.13 MI'n, & B u./mn): 1.11 (d, J=8.3 I'u, 2H); 7.75 (d,
J=8.9Tmu, 1H); 7.69 (d, J=8.9 I', 1H); 7.35 (d, J=8.3 ', 2H); 7.22-7.15 (m, 2H); 7.01 (d, J=8.9 I't, 1H); 3.98 (s,
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2H); 3.95 (s, 3H); 2.45 (s, 3H).

Cranus C. 4-Metunbenzoncynbhonar 1-[2-(aneTriaMuHO )3T |- 7-MeTOKCHHA(DTaIHH-2-1I1a.

IIponykT u3 craguu B Beime (54 mr; 0.147 mmons), ximopun Hukens rexcaruapar (35 mr; 0.147 MMoub),
nmuxiopMerad (1.5 mum) u metanon (1.5 M) BBOAST B TEPMETHUHYIO KOJIOY. 3aTEM aproH KHUILITAT B PacTBOpE B
TEYCHHE 5 MUH M TIOCJE 3TOTO OCTOPOKHO, MAJICHBKUMH MOPIHSIMH 100aBisitoT 6oporuapua Hatpus (100 wmr;
2.94 mmomnn). [Tocne nepememBanus B TedeHre 30 MUH 1O apTOHOM | TPH TEMIIEpaType OKPYKAIOIICH cpepl
nobasistioT Bogy. [lociie mepementiBaHus B Te4eHHE 15 MUH cMech QUIBTPYIOT Yepe3 HEeTuT U 3aTeM IPOMEI-
BalOT auxyopMmeTraHoM. OpraHudeckyro (QpakIfio BBEICYITUBAIOT HAJ CYJIb()aToM HATpHS M 3aTeM (HIBTPYIOT.
[ocne BhIMapuBaHMs pacTBOPUTEIIEH, TTOJyYEHHBIH CHIPOI MPOIYKT ITOMEIIAIOT B MPUCYTCTBUM YKCYCHOTO aH-
ruapuza (1 mi) u anerara Hatpus (50 Mr) Mpy NepeMeIIMBaHNY IIPH TEMIIEpAType OKPYKaloIeH Cpeabl B Teyue-
Hre 30 MuH. CMech BBUIMBAIOT B pazbaBieHHBIN pacTBop Na,COj;, M MPOAYKT 3KCTPAarupyroT TpH pas3a IpH I0-
Momy stunanerara. Opranndyeckre Gpakuny MPOMBIBAIOT PaccojoM, CyllaT HaJl cyiab(paTroM HaTpus U GuibT-
pyloT. BelmapuBanue pacTBopuTeIst 00ecieuuBaeT CHIPO MPOIYKT, KOTOPBIH 3aT€M OYUINAIOT XpoMaTorpapuei
Ha CHJIMKAreJIeBOH KOJIOHKE (JII0aHT: STHIALIETAT) C MOJYyYEHHEM 1IeJIeBOr0 MPOIYKTa B BUE TBEPIOTO BEIECT-
Ba (24 mr; 40%).

'H SIMP cnexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./mn): 7.81 (d, J=8.2 I'u, 2H); 7.68 (d,
J=8.9 T'm, 1H); 7.62 (d, J=2.4 T'm, 1H); 7.55 (d, J=8.9 ', 1H); 7.36 (d, J=8.2 I'y, 2H); 7.14 (dd, J=8.9 m 2.4 I'y,
1H); 6.89 (d, J=8.9 I'y, 1H); 5.97 (m, 1H); 4.01 (s, 3H); 3.53-3.46 (m, 2H); 3.22-3.17 (m, 2H); 2.46 (s, 3H); 1.95
(s, 3H).

BC SIMP cnexrpockormmuecknii ananus (CDCls, 75.5 My, & B u./mn): 170.9 (s); 158.9 (s); 146.4 (s);
145.7 (s); 134.6 (s); 133.3 (s); 130.1 (2 x d); 130.0 (d); 128.5 (2 x d); 128.2 (d); 127.7 (s); 126.2 (s); 119.2 (d);
117.8 (d); 103.3 (d); 55.8 (q); 39.4 (1); 26.4 (t); 23.4 (q); 21.9 (q).

Cramus D. N-[2-(7-MeTokcuHaQTamInH- 1 -MI1)3THII |arieTAMH I,

Mponykr u3 craguu C Beime (83 mr; 0.2 MModb), xiopua Hukesst (26 mr; 0.2 MMoib) 1 MeTaHou (4 M)
BBOJISIT B TEPMETHYHYIO KOJIOY. 3aTeM 0apOOTHPYIOT aproHOM B PacTBOPE B TEUCHHE 5 MHUH U 3aT€M MaJleHbKHU-
MH TOPILHSIMH OCTOPOKHO H00aBistoT Hatpust 6oporunpux (136 mr; 4 mmons). [locne nmepememmBanus B Teve-
Hre 30 MMH 1O aproHOM M IIPH TeMIlepaType OKpY KaloIleH cpeibl, cMech (QUIBTPYIOT Yepe3 LENUT, 3aTeM e
MPOMBIBAIOT TPH ITOMOIIY 3THJIAIIETaTa U PACTBOPUTENN BHINApUBarOT. [10ydeHHBIH CHIPOH MPOAYKT OUUILAIOT
XpoMaTtorpaduei Ha CHITMKAreJIeBON KOJIOHKE (DJIF0OAHT: ITUJIANETAT) C TIOMydeHUEM IIeJIeBOTO MPpoaykTa (39 mr;
80%).

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8 B u./mn): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

ITpumep 3. N-[2-(7-MetokcunadTaauH- 1 -wi1)3THII |aieTaM U,

Cranus A. 8-Mertokcunadro[2,1-b]dypan-2(1H)-on.

Bomnsrii pactBop 85% runpokcuna kamus (2.76 T; 40 mMois) U 7-MeTokcuHadTanuH-2-oma (6.96 T; 40
MMoOITb) B Boje (80 mi1) 70OaBISIOT MO KaIUIsIM MPU TEMIIEPAType OKPYKAIOIIEH Cpeabl K pacTBOPY TIIMOKCAIIS
(40% B Boze; 28 Mit; 240 Mmons). [locne nepemenBanus B TeUeHHE 3 4 0CazoK Oenoro 1Beta coOUparoT Huiib-
Tpanued M NpoMbIBatOT Bogoi. [lomyueHHsiid TBepablit (8-Merokcn-1,2-nurunponadro[2,1-b]dypan-1,2-amoin)
pactBopsitor B 1,2-auxiopatan (160 mi) u 3aTem nodasistror Boanblit pactop 3 M HCI (300 mu). I'ereporen-
Hy10 cMmech HarpeBatoT npu 50°C ¢ HHTEHCUBHBIM NepeMelnuBanueM. Yepes 1,5 4 Bce TBepAble BellecTBa pac-
TBOPSIIOT | 1Be (asbl pazaensior. Opranudeckyio (asy coOuparoT u pacTBOPUTENHN BhimaprBatoT. ChIpoit mpo-
JIYKT CYIIAT a3€0TPOITHOMN MEePErOHKOM ¢ TOIYOJIOM C IOJIYICHHEM YKa3aHHOTO B 3arojioBke mpoxaykra (8.69 r),
KOTOPBII OyIyT HCIIOIB30BATh HETIOCPEACTBEHHO B CIEAYIOMIEH cTaany 0€3 JOTMOTHUTEIHHON OUHNCTKH.

'H SIMP cnexrpockomuueckuit anamms (JIMCO-dg, 300.13 MI'n, & B u./min): 7.88 (d, J=8.8 I'ii, 1H); 7.85
(d, J=8.6 T'm, 1H); 7.28 (d, J=8.8 T'm, 1H); 7.12-7.06 (m, 2H); 4.15 (s, 2H); 3.89 (s, 3H).

Cramus B. N,N-/Iu6en3mn-2-(2-ruipokcu-7-MeToKCHHA( TaTuH- | -1T)ane TaMmu 1.

IIpoxykT u3 craguu A Boite (1.976 1; 9.23 MmMonb) u nuben3unamuH (4 mi; 20.3 MMOJIb) BBOJST B KOJIOY
u 3ateM HarpesatoT 1pu 120°C B Teuenue 2 4. [Tocne oxmaxaeHus: octaTok pa30aBisiioT ¢ atmianerarom (200
Mmi). JlobaBnenne BogHoro pactBopa 2 M HCI maeT B ocanke THAPOXIOPUIHYIO CONb TUOSH3UIaMIHA, KOTOPYIO
3areM (QWIBTPYIOT Yepe3 1eianuT. Opranndeckyio a3y IpOMBIBAIOT BOAHBIM pacTBopoM 2 M HCI, 3aTteM npomsI-
BAaIOT PaccoJioM, CyIlaT Haj cynbdaToM HaTpus U GMILTPYIOT. [locne BeIapuBaHus pacTBOPHUTEINEH, MOTydYeH-
HBIIl CHIPOH TPOJYKT OYMINAIOT Xpomartorpadueil Ha CHIMKareJeBOil KOJOHKE (DIII0aHT: OSTHIalle-
tat/merponeinsiii 3¢up 30/70) ¢ moaydeHHEeM LEeNeBOro MPOAYKTa B BHJEC TBepIOro Bemectsa (2.88 1; 76%).

Touka mnasnenus: 155-157°C.

'H sIMP criektpockonmyeckuit ananms (CDCl;, 300.13 M@, 6 B u./miH): 9.85 (bs, 1H); 7.66 (d, J=8.7 ',
1H); 7.62 (d, J=8.7 I'u, 1H); 7.4-7.24 (m, 6H); 7.18-7.14 (m, 4H); 7.08 (d, J=8.7 I'u, 1H); 6.95-6.91 (m, 2H);
4.72 (s, 2H); 4.64 (s, 2H); 4.21 (s, 2H); 3.55 (s, 3H).
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BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mun): 174.6 (s); 158.6 (s); 155.8 (s);
136.4 (s); 135.5 (s); 134.1 (s); 130.6 (d); 129.3 (d); 129.2 (2 x d); 128.9 (2 x d); 128.4 (2 x d); 128.1 (d); 127.8
(d); 126.4 (2 x d); 124.6 (s); 117.5 (d); 114.9 (d); 111.5 (s); 101.2 (d); 55.9 (q); 50.8 (t); 49.0 (t); 31.5 (v).

Cragus C. 1-[2-([IuOeH3UIAMIHO )3 THII |-7-METOKCHHA(P TATHH-2-011.

1 M pacTtBop KoMIUIeKca 6opaH-TeTparunpodypan B rerparuapodypane (1.7 mur; 1.7 MMOITb) T00ABISIOT K
pacTBopy npoaykrta u3 ctaauu B Beime (230 mr; 0.56 Mmonb) B TeTparuapodypane (10 mim). Cmech HarpeBaroT
¢ 00paTHBIM XOJIOAWJILHUKOM B TeUeHHUe 2 9, ¥ Tociie 4ero no0aBisatoT BoAHbINA pacTBop 2 M HCI (10 m). ITo-
cJie TIepeMeIMBaHus B T€UCHUE HOYM JTOOABIAIOT HACBIEeHHBIH pacTBop NaHCO; nist oCTrKeHUsT HEUTpaib-
HOTrO pH, M MPOIYKT SKCTparupyroT TPU pasa MpH MOMOINH 3TmianeTara. OpraHudeckne (ppaknnuy CyIIaT HaJ
cynb(aToM HaTpust U QUIBTPYIOT, & PACTBOPUTEIH BHITAPHUBAIOT. [10TydeHHBIH CHIPOI MPOIYKT OUYHIIAIOT XPO-
Marorpadueil Ha CHIIMKareJieBOH KOJIOHKe (3JIF0aHT: dTWianerat/merpoieinsiit agup 30/70) ¢ momydeHuem ne-
neBoro npoaykra (150 mr; 72%).

'H SIMP criekrpockommaecknii anamus (CDCls, 300.13 MI'w, & B w./mmn): 12.09 (bs, 1H); 7.69 (d, J=8.9
I'u, 1H); 7.61 (d, J=8.8 I'y, 1H); 7.44-7.26 (m, 10H); 7.14 (d, J=8.8 I'y, 1H); 7.12 (d, J=2.4 T'u, 1H); 7.0 (dd,
J=8.8u 2.4y, 1H); 3.93 (s, 3H); 3.79 (s, 4H); 3.21-3.18 (m, 2H); 3.01-2.98 (m, 2H).

Cranus D. TpudropmerancynbdoHar 1-[2-(1u0eH3UIaMUHO )3 THII |- 7-METOKCUHADTAIMH-2-1IIa.

Tpudropmerancynbdonossrid anruapun (135 mxm; 0.801 mmons) gobasistor pu 0°C Kk pacTBOpy Mpo-
nykra n3 craguu C Borme (303 mr; 0.763 mMonb) B nuxinopmerane (10 ). ITocne nepemenBanust B Te4eHUe 2
9 TIPU ATOH TeMIlepaType pacTBOPHUTENb BRIIApUBAIOT. OCTaTOK PECYCICHANPYIOT B CMECH U3 JUITHIOBHIN IpO-
cToii a¢up/BoaHbIA oyHackIeHHbIH pacTBop NaHCO;. ITocie pa3aeneHust opranndeckyro (a3y BBICYITHBa-
0T HaJ CynabhaToM HATpUS U GUIBTPYIOT. [locie BEIMapuBaHUs PacTBOPUTENICH TOMYUYESHHBIH CHIPOH TPOIYKT
OUHITAIOT XpoMmaTorpaduell Ha CHIMKAreJIeBOol KOJOHKe (JIIF0AHT: dTWIANeTaT/meTposeinsiii a¢up 10/90) ¢
MOJy9eHHEM 1eeBoro npoaykra (306 mr; 76%).

'"H SIMP cnexrpockonuueckuit anamms (CDCly, 300.13 MI', & B u./min): 1.1 (d, J=8.9 ', 1H); 7.69 (d,
J=8.9 T'm, 1H); 7.44-7.4 (m, 4H); 7.35-7.22 (m, 7H); 7.15 (dd, J=8.9 u 2.3 'y, 1H); 6.99 (d, J=2.3 ', 1H); 3.78
(s, 4H); 3.6 (s, 3H); 3.43-3.37 (m, 2H); 2.91-2.86 (m, 2H).

BC SIMP crekrpockormaecknii ananus (CDCls, 75.5 M, & B u./min): 158.9 (s); 146.1 (s); 139.8 (2 x s);
134.3 (s); 130.3 (d); 128.7 (4 x d); 128.6 (d); 128.3 (4 x d); 128.1 (s); 127.4 (s); 127.0 (2 x d); 119.5 (d); 118.7
(s, JcF=318 T'; 116.8 (d); 102.8 (d); 58.3 (2 x t); 55.3 (q); 52.5 (t); 24.6 (1).

Cragus E. N,N-[Iuben3un-2-(7-meTokcuHADTATHUH- | -AIT)3TAaHAMU]I.

Iponykr n3 craguu D Beime (130 mr; 0.25 mMons), anerar namiagus (5.6 mr; 0.025 MMonb), Tpudenu-
¢docoun (20 mr; 0.075 mmois), hopmuar ammonus (142 mr; 2.25 MmMons) 1 qumetniadopmamua (1 MiT) BBOIAT B
kon0y. [Tocie mepememuBanus B Teuenne 16 1 mpu 60°C, pacTBop pa30aBisAIOT C dTHUIIANETATOM, MPOMBIBAIOT
BOJIOW, NTBa pa3a MPOMBIBAIOT PACCOJIOM, CYIIAT Haj Cyiab(aroMm Hatpus u Gunstpyror. [locne BhImapuBaHus
pacTBOpHUTENIEeH TTOYICHHBIN CHIPON MPOAYKT OYMINAIOT XpoMaTorpadueil Ha CHITHKAreJIeBoi KOJOHKe (ITI0aHT:
JTHIaneTaT/meTposnernsiit a¢up 10/90) ¢ mosydeHneM yka3zaHHOTO B 3aroJIOBKe MPOIYKTa B BUIE TBEPIOTO Be-
nrectBa Oenoro nseta (93 mr; 98%). Touka riaBnenus: 92-93°C.

'H SIMP cniexrpockonudeckuii anamns (CDCls, 300.13 MI'n, 8 B uw./mun): 7.74 (d, J=8.9 ', 1H); 7.65 (m,
1H); 7.43-7.39 (m, 4H); 7.35-7.22 (m, 8H); 7.11 (dd, J=8.9 m 2.4 T, 1H); 7.05 (d, J=2.4 'y, 1H); 3.76 (s, 4H);
3.67 (s, 3H); 3.29-3.23 (m, 2H); 2.92-2.86 (m, 2H).

BC IMP crextpockommuecknii ananus (CDCly, 75.5 M, & B u./min): 157.6 (s); 139.9 (2 x s); 135.3 (s);
133.2 (s); 130.3 (d); 129.3 (s); 128.7 (4 x d); 128.3 (4 x d); 127.3 (d); 127.0 (2 x d); 126.5 (d); 123.3(d); 118.2
(d); 102.2 (d); 58.6 (2 t); 55.2 (q); 54.2 (t); 31.5 (1).

Cramus F. N-[2-(7-MeTtokcuHadTaInH- | -1J1)3THII |alle TAM U,

poxykr m3 craguu E Bbmme (66 mr; 0.173 MMons), ruapokeny namuaaug-Ha-yrie (20% Pd, 60% snax-
HOCTb; 10 Mr), aTanon (2 mMi1) ¥ dTunanerat (2 MiI) BBOIAT B K0JI0y, TTOMELIEHHYIO B aBTOKJIaB. ABTOKJIAB 3ar1oJl-
HSIOT BOJIOPOJIOM 1O/ JaBiieHueM (5 Oap) u cMech mepemeninBaioT B Tedenue 30 4. PacTBop 3arem QpuibTpyroT
yepes IETUT ¥ MPOMBIBAIOT STAHOJIOM, a PACTBOPUTENH BBIMAPUBAIOT. K CHIpOMY peakIMOHHOMY TPOAYKTY II0-
OaBmsroT yrcycHBIN aHTHapun (500 M) u anerar Hatpus (100 mr). [Tocie nmepememmuBanust B TeucHHE 4 4
cMech pa30aBiAoT ¢ dTHaneraToM. OpraHndeckyro a3y IPOMBIBAIOT JBa pa3a BOJHBIM pacTBOpoM 2 M ruju-
POKCHIa HATPHUS U PaccoiioM, CyIIaT Hajl cynbhaToM HaTpus U GuibTpyioT. [locne BeImapuBaHus pacTBOpHTE-
JIeH, TIeTIeBON MPOIYKT MOMyYaroT B uncToM Buae (41 mr; 98%).

'H SIMP cnexrpockommaecknii anamms (CD;OD, 300.13 MI'w, & B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).
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[Mpumep 4. N-[2-(7-MertokcunadTanus- 1 -uia)aTrn|aneTaMua.

Cranmus A. 1-(2-T'uapokcnatii)-7-MmeTokcHHa(TAINH-2-0J1.

[IpomykT, momydeHHbId B craguu A pumepa 3 (8.96 1; 40 MMomb) pacTBOpsIOT B TeTparuapodypane (160
MJI), ¥ 3aTeM J00aBisttoT amromMoruapu autust (1.52; 40 mmons) noprusmu ripu 0°C o motokom azora. CMech
MepEeMEIINBAIOT B TeUCHUE 16 9 IMpH TeMIepaType OKpYyKaromieil Cpesl U 3aTeM PEaKIiio OCTaHABIUBAIOT IPU
0°C mocpenctoM gobOaBiIeHHs ATUNIALIETATa, a TOTOM M BoJbI. Jlo0aBmsitor Boaublid 1 M pacTBOp cepHOM KHCIIO-
161 (80 Mm). [Tocne mepeMemBaHus B TeUCHHE | 9 TETEPOTCHHYIO CMeCh QUIBTPYIOT Yepe3 HENHUT ¥ IPOMbIBA-
0T TIPH TIOMOIIM dTHanerarta. Ilocie crexnBaHUs M pa3lesieHHs] OPTaHNIecKyro (a3y IMPOMBIBAIOT BOAOH, a
3aTteM paccoioM. PacTBop cHOBa QUIBTPYIOT Yepe3 TOHKHUI CIIOM KpeMHe3eMa M PacTBOPHUTENN BBHIIAPUBAIOT C
MOJyYCHNEM YKa3aHHOTO B 3arojoBKe MpOAyKTa Oe3 momonHuTensHOW oumcTku (8.21 15 94% wucxons u3 7-
METOKCUHA(TAINH-2-071a).

'H aMP cniekrpockonuueckuit ananu3 (JIMCO-dg, 300.13 MTI'n, 6 B u./muH): 7.6 (d, J=8.8 ', 1H); 7.49
(d, J=8.8 T'm, 1H); 7.25 (d, J=2.4 T'u, 1H); 6.94 (d, J=8.8 I't, 1H); 6.9 (dd, J=8.8 m 2.4 T'n, 1H); 3.9 (s, 3H); 3.79-
3.73 (m, 2H); 3.31-3.25 (m, 2H).

Cramust B. 4-Merun6enszoncynbdonar 7-meTokcu-1-(2-{[(4-meTnndennn)cynbHoHnIT|oKCH | 3THIT)HAD-
TaJuH-2-1a.

[Mponykr u3 cragun A Bbie (436 mr; 2 MMmonb), quxiaopmerad (10 mi), Tpudtmiamus (670 mxi; 4.8
MMOJIb) U 4-muMmetrnamuHormupuanH (12 mr; 0.1 Mmmons) BBomAT B koa0y. Ilocne oxmaxaenus mo 0°C To3mi-
xyopun (800 Mr; 4 MMOJTB) TOOABIIAIOT 3a OJMH pa3, U pacTBOp MepeMemunBaoT B Teuenne 2 4 npu 0°C u 3ateM
B TeyeHue 14 4 npu TemrepaTtype okpyxatomei cpensl. Ilocne BrImapuBaHUe pacTBOPUTENSI OCTATOK PECyCIeH-
JUPYIOT B dTHianeTaTe u Boge. OpraHuueckyio ()pakIuio NPOMBIBAIOT BOJOH M PaccoioM, CyIIaT HaJl Cyibda-
TOM HaTpus U GuiabTpyroT. Ilocie BrImapuBaHUs pACTBOPUTEIIS MTOTYYSHHBIH CBHIPOH MPOIYKT OYHIIAIOT XpoMa-
Torpadueil Ha CHITMKAreJIeBOl KOJOHKE (DJIF0AHT: dTUJIANETAT/IeTPOJIeHHBIN 2¢up, rpagueHT oT 20/80 mo 30/70)
C TIOJTyYeHNEM yKa3aHHOTO B 3arojIoBKe MpoaykTa (728 mr; 69%).

'H SIMP cnekrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.78 (d, J=8.3 I'u, 2H); 7.69 (d,
J=9.1 ', 1H); 7.66 (d, J=8.3 I'y, 2H); 7.59 (d, J=8.9 I'y, 1H); 7.35 (d, J=8.3 T'm, 2H); 7.26 (d, J=2.4 I'u, 1H);
7.23 (d, J=8.3 T'm, 2H); 7.15 (dd, J=8.9 m 2.4 'y, 1H); 7.03 (d, J=9.1 'y, 1H); 4.2 (t, J=7.7 I'u, 2H); 3.94 (s, 3H);
3.34(d, J=7.7 I'n, 2H); 2.47 (s, 3H); 2.39 (s, 3H).

Cramus C. 4-Metmnbenzoncynbdonar 1-[2-(ameTnaaMuHo )3T |-7-MeToKCHHA( TaTiH-2-1JIa.

Ipoxykr u3 craguu B Berme (124 mr; 0.236 mMons), aterorutpuia (1 mi) u 35% BoaHBIN pacTBOp aMMua-
ka (1 M) BBOAAT B TepMeTHIHYI0 KoJOy. Konby momemator B 6anro, HarpeTyto nipu 110°C, u pacTBop nepeme-
muBarT B Teuenue 3.5 u. [locne oxmaxkaeHns: pacTBOp pa30aBIIIOT C 3THUIALIETATOM, IIPOMBIBAIOT pa30aBieH-
HBIM pactBopoM NaHCOj;, mpoMBIBalOT paccoyoM, cymar Haja cyibparoM HaTpus U ¢puibTpytoT. [loce Bbima-
pHUBaHUS paCTBOPHUTENEH CBHIPOH MPOAYKT PacTBOPSIOT B YKCYCHOM aHruapuzae (1 mMir) u mocnie 4ero 100aBisioT
anerat Hatpus (300 mr). I[locne nepemermBanus B Te4eHUe 14 9 cMech BBUIMBAIOT B pa30aBICHHBIN pacTBOP
NaHCO;. [Tocne nepememnmBanus B TeueHre 30 MUH IPOAYKT 3KCTParupyroT TpH pa3a MpHU MOMOIIM dTUIIALeTa-
Ta. Opranndeckyio a3y MpOMBIBAIOT BOJOW M PaccoiIoM, CyIIaT Hax CyiabpaToM HaTpus u GuiabTpyroT. [Tocie
BBITIAPYBAHUS PACTBOPUTENICH CHIPOW MPOIYKT OUYMIIAIOT XpomaTorpadueid Ha CHIMKareJIeBOoH KOJOHKeE (DIII0-
aHT: YTHJIAIETAT) C IMOJIyYeHHEM yKa3aHHOTO B 3arojoBKe npoaykTa (84 mr; 86%).

'H SIMP cnexrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.81 (d, J=8.2 I'u, 2H); 7.68 (d,
J=8.9 I'm, 1H); 7.62 (d, J=2.4 T'm, 1H); 7.55 (d, J=8.9 I', 1H); 7.36 (d, J=8.2 I'y, 2H); 7.14 (dd, J=8.9 m 2.4 I'y,
1H); 6.89 (d, 8.9 I';, 1H); 5.97 (m, 1H); 4.01 (s, 3H); 3.53-3.46 (m, 2H); 3.22-3.17 (m, 2H); 2.46 (s, 3H); 1.95
(s, 3H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 My, & B u./mun): 170.9 (s); 158.9 (s); 146.4 (s);
145.7 (s); 134.6 (s); 133.3 (s); 130.1 (2 x d); 130.0 (d); 128.5 (2 x d); 128.2 (d); 127.7 (s); 126.2 (s); 119.2 (d);
117.8 (d); 103.3 (d); 55.8 (q); 39.4 (t); 26.4 (1); 23.4 (q); 21.9 (q).

Cragus D. N-[2-(7-MetokcunadranuH- 1 -¥)3ThIT |anieTaM I,

VYka3aHHBIH B 3ar0JIOBKE MTPOAYKT IOJYYalOT B COOTBETCTBHH CO CIIOCOOOM, ONMMCAHHBIM B cTaguu D mpu-
Mepa 2, UCTIOJIb3Ys MPOAYKT U3 ctaauy C BBIIIE B KAYECTBE UCXOIHOTO pearcHTa.

'H aMP cniektpockonuueckuit ananu3 (CD;OD, 300.13 MI'm, 8 B wact, Ha muH.): 8.21 (bs, 1H); 7.74 (d,
J=8.9 I'n, 1H); 7.65 (d, J=8.0 ', 1H); 7.52 (d, J=2.5 ', 1H); 7.31-7.20 (m, 2H); 7.11 (dd, J=8.9 n 2.5 I'y, 1H);
3.96 (s, 3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockomuueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

IIpumep 5. N-[2-(7-MetokcunadTaauH- 1 -w1)3THII |aieTaM U,

Cramus A. Tlpoman-1-cynbdonat 7-meTokcH-1-{2-[(MponmiIcyTb()OHMIT)OKCH |3THI } Had TATMH-2-1J1a.

[IpomykT, momydeHHBIH B cTaguu A mpumepa 4 (2.45 1; 11.238 MMomb), pacTBOPSIOT B quxiopMerane (60
MJI) ¥ TIOCJIE 4Yero 100aBisioT TpraTHiaaMuH (3.7 mir; 26.4 mMois). [locie oxnaxnenns no 0°C mo Kamisim 1o-
OaBISIFOT N-nponICyIbGoHuIXIopua (2.8 Mir; 24.6 Mmmos). [Tocie mepemMenmBanys B TeUEHUE 2 9 TIPH TEMIIe-
patype OKpyKaromei cpenbl, paCTBOPUTEh BHIIAPUBAIOT. [10JydeHHBIH OCTATOK PECyCIEHANPYIOT B MPOCTOM
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JIVITHIOBOM 3¢upe U Bone. Ilocne pazaeneHuss opraHudeckyro a3y MpoMbIBAlOT pa30aBIeHHBIM BOJHBIM pac-
tBopoM HCI, Bono# 1 paccoiom, cymaT Haj cylb(haroM HaTpus U GuiabTpytoT. Ilociie BrIIapuBaHUs pacTBOPHU-
TeJIs TIOJIYICHHBIN CHIPOH TIPOIYKT OYHIIAIOT XpoMaTorpagueil Ha CHIUKArelieBON KOJOHKe (JII0AHT: dTHJIAIle-
Tat/meTponeinsrit 23¢up 20/80) ¢ modydeHHeM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHIE TBEPIOTO BEIIECTBA
(3.3351; 66% B 3 cTagnm ucxons U3 7-MEeTOKCHHA()TAINH-2-0I1a).

'H SIMP cniexrpockonudeckuii anamns (CDCls, 300.13 MI'n, & B w./mmn): 7.72 (m, 2H); 7.37 (d, J=2.4 T,
1H); 7.31 (d, J=9.0 I'y, 1H); 7.17 (dd, J=9.0 u 2.4 'y, 1H); 4.48 (t, J=8.0 I'm, 2H); 3.96 (s, 3H); 3.6 (t, J=8.0 I'y,
2H); 3.45-3.4 (m, 2H); 3.04-2.98 (m, 2H); 2.1 (m, 2H); 1.8 (m, 2H); 1.17 (t, J=7.3 I'u, 3H); 0.99 (t, J=7.3 'y,
3H).

Cramus B. Tlponan-1-cynsdonar 1-[2-(aneTuinaMuHO ) THI|-7-MEeTOKCHHAP TATNH-2-1IIa.

[Mponykr u3 craguu A Beime (532 mr; 1.237 Mmozs), aneronutpui (18 mir) u Bogusiid 35% pactBop am-
Muaka (18 mi1) BBOOAT B TEPMETHIHYIO KOJIOYy. 3aTeM CMeCh MOMENIAT B O6aHt0, HarpeTyro mpu 110°C B Tede-
Hue 3 4. [Tocie 3TOr0 pacTBOpUTENH BHINAPHBAIOT I10J] CHIDKEHHBIM JABJICHUEM, OCYIIECTBISIOT a3€0TPOIHYIO
MEepPEroHKY ¢ 3TaHOJIOM. CHIpOi MPOIYKT pacTBOPSIOT B YKCYCHOM aHTuapHie (5 M) U BIOCIEICTBHH 100aBIs-
tot anerat Hatpus (500 mr). [Tocne nepememmBanus B Te4eHHe | 4 pacTBOp pa30aBISIIOT C ATUIIALIETATOM H 3a-
TE€M OCTOPOXHO BBUIMBAIOT B HachleHHBIN BogHBIN pacTBop NaHCO;. Ilocne nepemenBanus B TeueHue 15
MHH I1Be (ha3bl pa3feisaioT U BOAHYIO a3y SKCTparupyroT IBa pasa sTwianeratoM. Opranudeckue (pakiuu
00BETMHSIOT, TIPOMBIBAIOT BOJIOW M 3aTEM PAacCOJIOM, CymIaT Hax cynbdaToM HaTpus U GuibTpyioT. [locae BeI-
TIApUBAHKSI PACTBOPHUTEIIS TIOTYICHHBIN CHIPOH MPOAYKT OYMINAIOT XpoMaTorpaguei Ha CHINKAreJeBoi KOJOH-
Ke (3JI0AaHT: 3TUIIALETAT) C MOJMYyYCHNEM YKa3aHHOTO B 3aTOJIOBKE MPOAyKTa (289 mr; 64%).

'H SIMP cniexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./mn): 7.73 (d, J=8.9 I'u, 1H); 7.68 (d,
J=8.9 I'u, 1H); 7.62 (d, J=2.5 T'n, 1H); 7.27 (d, J=8.9 I'y, 1H); 7.16 (dd, J=8.9 m 2.5 I'i, 1H); 5.95 (m, 1H); 4.02
(s, 3H); 3.62-3.54 (m, 2H); 3.43-3.32 (m, 2H); 2.09 (m, 2H); 1.17 (t, J=7.4 T'm, 3H).

BC SIMP cnexrpockormmuecknii ananus (CDCls, 75.5 M, & B u./mn): 170.9 (s); 159.0 (s); 145.6 (s);
134.7 (s); 130.2 (d); 128.6 (d); 127.7 (s); 126.0 (s); 119.2 (d); 118.1 (d); 103.3 (d); 55.9 (q); 53.6 (t); 39.4 (t);
26.5 (t); 23.4 (q); 17.6 (t); 13.1 (q).

Cragus C. N-[2-(7-MetokcuHad TamuH- 1 -11)3THII |alle TAMHA/T.

Ipoxykr u3 craguu B Beime (327 mr; 0.896 Mmmonsk), anerat ammonus (1.19 r; 15.54 MMons), masaanii-
Ha-yrie 10% (95 mr; 0.09 Mmmons), aTaHoI (3 M) M NOPOIIKOBEIA MarHui (83 mr; 3.584 MMOIIB) BBOAAT B KOJI-
0Oy. [loce nepemermBanus B TeUeHUE 16 4 reTEPOTeHHYIO CMECh QUIBTPYIOT Yepe3 LEIUT U POMBIBAIOT 3THII-
anieraroM. Ilocyie BeIMapuBaHUsl paCTBOPHUTEIICH IOJyYEHHBIH CHIPOH HMPOIYKT OYMIIAIOT Xpomarorpaduei Ha
CHJTMKAreJIeBOW KOJIOHKE (DII0AHT: ATHIIAIETAT) C IMOJYYCHHEM YKa3aHHOTO B 3aroyioBke mpomaykra (190 mr;
87%).

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8 B u./mn): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

IIpumep 6. N-[2-(7-MetokcunadTaauH- 1 -w1)3THII |aieTaM U,

Cranus A. [Iponan-1-cynsdonat 1-[2-(2,5-a10KCOMUPPOINANH-1 -1T)3THIT]-7-MeTOKCHHA( TaTNH-2-HJIa.

[Mponykr, momy4eHHslid B cragun A npumepa 5 (240 mr; 0.558 mmons), kanmus kapoonat (231 wmr; 1.674
MMOJIB), CyKIMHUMUA (66 Mr; 0.67 MMonb) U aumetundopmamun (2 Mir) BBoaiT B konOy. [locie nepemeninBa-
HuUs B Teuenne 16 4 mpu 100°C pacTBop pa3daBISIOT ¢ dTHIIALIETATOM, IPOMBIBAIOT pa30aBIeHHBIM BOIHBIM pac-
tBopoM HCI, Bonoit u pacconom u 3aTeM cymar Haja cyibdaTom Hatpus u GuiIbTpyloT. [locie BelmapuBaHus
pacTBOpHTENS MMOJYYEHHBIH CHIPOH MPOAYKT OYMIIAIOT XpoMaTorpaduel Ha CHIIMKArelIeBol KOJOHKE (DIII0AHT:
STHIaLeTaT/meTponeliHblit a¢up 70/30) ¢ moayueHHeM yKa3aHHOTO B 3arosioBke npoaykra (123 mr; 57%).

'H aMP cnekTpockommaeckuii ananu3 (CDCl;, 300.13 MI'n, 6 B u./miH): 1.1A (d, J=9.0 T'u, 1H); 7.7 (d,
J=8.9 'y, 1H); 7.6 (d, J=2.4 I', 1H); 7.38 (d, J=9.0 T'u, 1H); 7.16 (dd, J=8.9 n 2.4 T'u, 1H); 4.05 (s, 3H); 3.86-
3.8 (m, 2H); 3.58-3.52 (m, 2H); 3.33-3.27 (m, 2H); 2.72 (s, 4H); 2.14 (m, 2H); 1.2 (t, J=7.5 I'm, 3H).

BC IMP crextpockomuecknii ananus (CDCly, 75.5 M, & B u./min): 177.3 (2 x s); 159.1 (s); 145.3 (s);
134.4 (s); 130.4 (d); 128.8 (d); 127.7 (s); 124.2 (s); 119.2 (d); 118.4 (d); 102.4 (d); 55.8 (q); 53.5 (t); 37.7 (t);
28.4 (2 xt); 24.7 (t); 17.5 (t); 13.1 (q).

Cramus B. N-[2-(7-MerokcnnadTanuH- 1 -1i1)3THI |aeTaM U,

IIpoxykT n3 cramuu A Beime (65 mr; 0.16 MMonb), aetaTr ammonus (240 mr; 3.12 MMoITb), TaJTaaui-Ha-
yrae 10% (16.5 mr; 0.016 Mmmouts), metanomn (0.7 MiT) 1 MOPOIIKOBEIA Marauii (8 mr; 0.36 MMOITB) OXHOM MOPITH-
eit BBOIAT B Kos0y. [Tocne mepememmBanus B Tederue 12 1 npu 30°C reTeporeHHyo cMech QUIbTPYIOT depe3
HENUT U 3aTeM IIPOMBIBAIOT ATHianeTaToM. Ilocne BhImapuBaHus pacTBOPUTEIICH CHIPOH MPOAYKT PACTBOPSIOT B
9TaHojae (2 MII) B TEPMETHYHO 3aKPBITOH MpOOMpKe M 3aTeM J00aBIISIOT BOIHBIN PacTBOP TMAPOKCHAA HATPUS
(180 mr; 4.5 mmonb B 1 Mt Bozsr). [Tocne aToro cMech pa3daBIsioT ¢ YKCYCHBIM aHTHAPHUA (5 MIT) U BBOZAT arie-
tat Hatpust (500 mr). [Tocine nepemernmBanus B TedeHHe | 4 pacTBOp paz0aBisIOT € STHIALETATOM U 3aTEM OC-
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TOPOKHO BBUIMBAIOT B HachIleHHBIN BogHbIN pacTBop NaHCO;. Ilocne nepememuBanus B TeueHue 15 MuH 1Be
(ha3sl pazaessioT ¥ BOAHYIO (ha3y IKCTPAarupyloT [Ba pas3a ¢ dTwiareratoM. OpraHudeckne Qppakiuuu o0beau-
HSIOT, IPOMBIBAIOT BOJIOW U PAcCOJIOM, CyIIaT Haj cyiab(aToMm Hatpus U GuibTpyroT. Ilocne BeImapuBaHus pac-
TBOPUTENS TOJYYCHHBIH CHIPOW TPOAYKT OYHUINAIOT Xpomarorpaduedl Ha CHIMKareJieBOod KOJOHKE (JITFOAHT:
STHJIAIETAT) C IIOJIyYeHHEM YKa3aHHOTO B 3arojioBke mpoaykra (14.4 mr; 37%).

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8§ B u./mn): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'u, 1H); 7.65 (d, J=8.0 I', 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 T'n, 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, 8 B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (¢t);
22.6 (q).

[Mpumep 7. N-[2-(7-MertokcunadTanus- 1 -uia)aTrn|aneTaMua.

Cranust A. 4-MetunbenzoncynbpoHar 1-{2-runapoKcusTri)-7-MeTOKCHHAPTAINH-2-1I1a.

K pactBopy nponykra, nomyuenHnoro B craguu A mpumepa 4 (109 mr; 0.5 MMonb), B TeTparunpodypaHe
(2.5 M) mobasmnstot mpu 0°C tpeT-Oytunar xkanus (56.4 mr; 0.5 MMoub) 1 3aTeM depe3 5 MUH To3mIxiopu (95
mr; 0.5 mmoib). [locie nepemermBanus B Te4eHHE 3 4 pacTBOPY AAIOT JOCTHYL TEMIIEPATYPhl OKPYKaroIeH
Cpebl M NEpeMENIMBAIOT B TeUeHHE eme 15 4. PacTBopuTenb BBHIApUBAIOT M MOIYYEHHBIH CHIPOH MPOIYKT
OYMINAIOT XpoMaTorpadueil Ha CHIIMKArelIeBOW KOJOHKE (IMI0AHT: 3THaIeTat/merpoieinsrii 3¢up 50/50) ¢
TIOJIy9eHUEM CMECH M3 OBYX auactepeon3zomepos (116 mr; 62%) B cootHomennu 88:12. CMech MPUMEHSIOT KakK
TaKOBYIO 0€3 JOTOJHUTEILHOTO OUUILCHNUS.

'H SIMP cniexrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.83 (d, J=8.2 I'u, 2H); 7.71 (d,
J=9.1 T, 1H); 7.59 (d, J=8.9 ', 1H); 7.35 (d, J=8.2 T'w, 2H); 7.29 (d, J=2.4 I'y, 1H); 7.15 (dd, J=8.9 n 2.4 I'Ly,
1H); 7.04 (d, J=9.1 I'y, 1H); 3.91 (s, 3H); 3.87 (t, J=7.1 I'y, 2H); 3.23 (t, J=7.1 T'u, 2H); 2.46 (s, 3H).

BC SIMP cnexrpockormmuecknii ananus (CDCly, 75.5 M, & B u./mun): 158.6 (s); 146.7 (s); 145.7 (s);
134.5 (s); 133.3 (s); 130.3 (d); 130.1 (2 x d); 128.5 (2 x d); 128.2 (d); 127.8 (s); 125.7 (s); 118.5 (d); 118.3 (d);
103.4 (d); 62.1 (t); 55.5 (q); 29.7 (t); 21.9 (q).

Cramus B. 2-(7-Metokcuradranus- 1 -mi1)3TaHot.

CMech U3 IMacTepeon30MepoB, MoaydeHHyo B ctagun A Bbime (80 mr; 0.176 MMOJIb COOTBETCTBYIOIIETO
n3oMepa), xjaopua Hukens rekcaruapat (51 mr; 0.215 mmons), quxnopMeraH (2 mit) 1 MeTaHo (2 M) BBOIST B
TrepMETHYHYIO KoJIOy. 3aTeM 0apOOTHPYIOT aproHOM B pacTBOpPE B TEUYEHHE 5 MUH U IIOCJE 3TOT0 MaJeHbKHMHU
MOPUMSIMH OCTOPO’KHO 100aBIsIIOT 6oporuapua Hatpus (146 mr; 4.3 mmouns). [locnie mepemenmuBaHus B Te4EHUE
1 9 mpu Temmeparype OKpyKarolled cpelsl 1MoJ| aproHoM, 100aBisIOT pa3daBieHHbIH BoaHblH pactBop HCI.
[ocne nepemernBanyus B TeueHne 4 4 cMech GUIBTPYIOT Yepe3 LEIUT U IPOMBIBAIOT 3TaHOJIOM. PacTBopuTENDh
BBITIAPUBAIOT W TIOJYYEHHBIA CBHIPOH MPOIYKT OUHMINAIOT XpoMaTorpadueil Ha CHIIMKAreIeBOH KOJOHKE (ITI0aHT:
STHAIeTaT/neTpoieiusit 3¢up 40/60) ¢ momydeHneM yKa3aHHOTO B 3aTOJIOBKE MPOayKTa (22 Mmr; 62%).

'H SIMP cniexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./mn): 7.72 (d, J=9.1 I'u, 1H); 7.63 (d,
J=8.1 T'm, 1H); 7.3-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.6 'y, 1H); 3.93 (t, J=6.7 I'u, 2H); 3.88 (s, 3H); 3.24 (d,
J=6.7 T'u, 2H); 1.99 (bs, 1H).

BC SIMP cnexrpockormmuecknii ananus (CDCls, 75.5 My, & B u./mmn): 157.8 (s); 133.2 (s); 133.0 (s);
130.4 (d); 129.4 (s); 127.7 (d); 127.1 (d); 123.3 (d); 118.1 (d); 102.5 (d); 62.7 (t); 55.4 (q); 36.4 (¢).

Macc-crektpomerpus (ESI; m/z (%)): 202(29) [M]'; 171(100).

Cramus C. MetancynbdoHat 2-(7-MeToOKCHHAQTAINH- | -HIT)9THIIA.

K pactBopy npoayxra n3 cragun B Beimre (275 mr; 1.361 MMoib) B auxiopMeTane (7 M) ZOOABISIIOT NPH
0°C tpmtunamus (227 mxir; 1.633 MMoib) u Mesmwicynbdormnxiaopun (116 mxir; 1.498 mmons). Tlocie nepe-
MEIIMBaHKUI B T€YEHHE | 94 pacTBOPHUTENN BBHIIAPUBAIOT U OCTAaTOK PECYCHEHAUPYIOT B IPOCTOM JWUITHIOBOM
a¢upe u Bone. Ilocne pasneneHus opraHudeckyro (azy MpOMBIBAIOT TPH pa3a BOAOHW M paccoiyioM, CymIaT Haj
cynbhaToM HaTpust U QUIBTPYIOT. BrimapuBaHue pacTBOpUTENsI 0OECIIEUNBACT YHCTHII 11€I€BOW MPOXYKT 0e3
JII000M JOTIOTHATENbHON 04nCTKHY (356 Mr; 93%).

'H AMP cniektpockonmieckuit ananmus (CDCls, 300.13 MI'm, 6 B u./mmH): 7.72 (d, J=9.1 T'n, 1H); 7.66 (d,
J=8.9 I'y, 1H); 7.31-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.5 ', 1H); 4.47 (t, J=7.4 'y, 2H); 3.92 (s, 3H); 3.45 (d,
J=7.4 T, 2H); 2.77 (s, 3H).

BC SIMP cnexrpockormmuecknii ananus (CDCls, 75.5 M, & B u./mn): 158.2 (s); 133.0 (s); 133.0 (s);
130.6 (s); 130.4 (d); 129.3 (s); 128.0 (d); 127.7 (d); 123.2 (d); 118.4 (d); 101.9 (d); 67.9 (t); 55.5 (q); 37.4 (q);
33.3 (t).

Cramus D. N-[2-(7-MeTokcuHaQTaTNH- | -WIT)3THII |alleTAMH I,

poxykt m3 cragim C Boime (356 mr; 1.271 MMons), ateroruTpui (7 Mi1) u BoaHbN 35% pacTBop aMMua-
ka (5 mi) BBozAT B KonOy. KonOy nomemaror B 6anro, Harperyto 10 110°C, u pacTBop HepeMeInBaoT B Teue-
HHe 3 4. PacTBOp pa30aBiAIOT ¢ 3TUIAINCTATOM M MPOMBIBAIOT BOJHBIM 2 M pacTBOpOM THAPOKCHAA HATpPH,
BOJIOM M PaccolioM, 3aTeM CymIaT Haj cynbhaToM HaTpus U QuiabTpyroT. Ilocne BeImapuBaHUS PaCTBOPUTENA
CBIPOH MPOJYKT pacTBOPSIIOT B YKCYCHOM aHruipuze (2 Mi) B npucyTcTBuu anerara HaTpus (500 wmr). ITocne
nepeMeIInBaHus B Te4eHue | 4 Jo0aBISIOT BOAY M STHIIALIETAT M MOCie epeMEeIINBaHtsl B TeYeHUE 15 MUH op-
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TaHWYIECKYIO (pasy MpOMBIBAIOT ABa pa3a BOAHBIM 2 M pacTBOpOM THAPOKCHIA HATPHUS, MPOMBIBAIOT BOJIOW H
paccoioM, CymaT Haja Cyib(aroMm HATpus W QUIBTPYIOT. PacTBOpUTENh BBHIMAPHBAIOT, W MONYYCHHBIH CBHIPOI
MPOAYKT 3aT€M OUYMINAIOT XpoMaTorpadueil Ha CIIIMKAreJIeBOH KOJOHKE (II0AHT: STHIIAIETAT) C MOTyICHUEM
YKa3aHHOTO B 3arojioBke npoxykra (230 mr; 74%).

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, & B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 T'u, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

ITpumep 8. N-[2-(7-MetokcunadTaauH- 1 -wi1)3THII |aieTaM U,

Cragus A. 2-(2-I'mapoxcu-7-MeTokcuHa( T MH- | -HIT)arieTaMuI.

7 N MeTaHONBHBIN pacTBOp ammuaka (10 mir; 70 MMOIB) M IPOAYKT, MOJTYYEHHBIH B cTaiuu A npumepa 3
(1.5 T; 7 MMOIIB), BBOIISIT B repMeTHUIHYIO K0JIOy. [Tocie mepemermmBanms B Teuenne 18 1 mpu 100°C pactBopu-
TEJb BHINAPUBAIOT C MOJIYYSCHHEM CBIPOTO MPOJIYKTa, yKazaHHOTo B 3arosnoBke (1.58 1; 98%), koTopslilt mpume-
HSFOT HETIOCPEICTBEHHO 0€3 BCSIKOH JOMOJIHUTEIbHONW OYHCTKH.

'H SIMP cniekrpockommueckuii anamus (JJMCO-dg, 300.13 MI'w, & B u./mus) : 9.87 (bs, 1H); 7.68 (d, J=9.0
I'u, 1H); 7.59 (d, J=8.7 I'n, 1H); 7.36 (bs, 1H); 7.18 (d, J=2.4 T'u, 1H); 7.01 (d, J=8.7 I', 1H); 7.01 (bs, 1H);
6.94 (dd, J=9.0 n 2.4 T'u, 1H); 3.84 (s, 3H); 3.79 (s, 2H).

Cranus B. Anerar 1-[2-(anetmiaMuHo)aTHI-7-MeTOKCHHA( TaTNH-2-11a.

Amomoruapun mutus (396 mr; 10.432 Mmoinb) M00aBISAIOT K CYCHICH3WH MPOIYKTA M3 CTaAWHM A BBIIIE
(1.205 1; 5.216 Mmous) B TeTparuapodypane (25 mi). [Tocie nmepemMemBanus MPU KATITYEHUH C 0OPATHBIM XO-
JIOJWIFHUKOM B TeueHHe 8 u cMech oxiaxaarT 1o 0°C u nobasnsror Boay (40 mir), a OCIE 3TOTO JIMMOHHYIO
kucioty (10 r). [Tocne mepememnBanus B TedeHne 14 94 cMeCh HEUTPATU3YIOT C UCTIOIH30BAaHUEM HACHIIIICHHOTO
BoaHoro pactBopa NaHCO; U MpOayKT SKCTParupyroT TpU pasa MpH MOMOIIH dTwianerata. Opranudeckue ¢a-
3Bl 00BEANHSIOT, IPOMBIBAIOT BOJIOW M PAcCCOJIOM U 3aTeM CyIIaT HaJ Cyiab(aTroM Hatpus U GuibTpyioT. Ilocie
BBITIAPWBAHUS CHIpOH MPoAyKT (802 Mr) pacTBOPSIOT B YKCYCHOM aHTHapuie (3 MiI) B MPUCYTCTBUHU areraTta
Hatpus (500 mr). CMech mepeMemnBaloT B TedeHne 16 4 1 3aTeM BBUIMBAIOT B pa30aBiIeHHBIN BOJHBIA pacTBOP
NaHCO;. [IpoayKT 3KCTparupyrT TpU pa3a MPH MOMOIIM 3THIIANCTaTa W OpraHUYecKue (pasbl 0OBeAMHSIOT,
MPOMBIBAIOT BOJOW M PacCOIOM, CYIIaT HaJ Cyab(paToM HaTpus U GUIbTPYIOT. [lociie BEITapuBaHus pacTBOPH-
TeJel ChIPOH MPOIYKT OUYHMINAIOT XpoMaTorpadueil Ha CHIIMKAreJIeBON KOJIOHKE (DIIFOAHT: ATHIAIeTaT/METaHOM,
rpagueHT ot 100/0 mo 95/5) ¢ momyueHUeM yKa3aHHOTO B 3aTOJIOBKE MPOYKTa B BUJE TBEPIOTO BeliecTBa Oeno-
ro ngeta (337 mr; 21%).

Touka mnasnenus: 149-151°C.

'H SIMP cnexrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.73 (d, J=8.9 I'u, 1H); 7.68 (d,
J=8.8 T'n, 1H); 7.42 (d, J=2.2 Ty, 1H); 7.14 (dd, J=8.8 u 2.2 'y, 1H); 7.01 (d, J=8.9 I'y, 1H); 5.75 (bs, 1H); 3.97
(s, 3H); 3.52 (m, 2H); 3.19 (t, J=6.7 T'm, 2H); 2.39 (s, 3H); 1.9 (s, 3H).

BC SIMP cnexrpockormmuecknii ananuz (CDCls, 75.5 M, & B u./min): 170.7 (s); 170.6 (s); 158.6 (s);
147.5 (s); 134.3 (s); 130.3 (d); 128.2 (d); 127.5 (s); 124.1 (s); 119.0 (d); 118.2 (d); 102.9 (d); 55.6 (q); 39.1 (t);
25.9(1); 23.4 (q); 21.1 (q)-

Cramgus C. 4-Metmnbenzoncynbdonar 1-[2-(ameTnaaMuHo )dTHI |-7-MeTOKCHHA( TaTiH-2-HJIa.

IIponykT u3 craguu B Beimre (230 mr; 0.764 MMoib) 100aBISIOT K pacTBOPY THAPOKCUAA HaTpus (61 mr;
1.528 mmome) B abcomotHOoM dtanode (10 mm). [Tocne mepememmBanus B Te4eHHe | 9 pacTBOPUTEND BHIIAPH-
BatoT. OCTaTOK pECYCICHIUPYIOT B CMECH W3 OSTHJALETaT/BOJHBIM pacTBOp pPa30aBlICHHON XJIOPHUCTO-
BOJIOpOoAHOHN KHcHOTHI. [locie pa3zneneHus opraHuveckyio (a3y MPOMBIBAIOT BOJOW M paccojioM, 3aTeM CyIIaT
Hax cynbdaroM HaTpus U GUIBTPYIOT. [locie BrIMapuBaHUS PaCTBOPUTEIS, CHIPO MPOAYKT PACTBOPSIOT B M-
xjopMetane (4 mi) B mpucyTcTBHM TpraTHiaamuHa (150 Mxi; 2.47 mmons) u Toswixaopun (174 mr; 0.917
MMmodb). [lociie mepeMeruBaHus B TeueHHE 16 4 Mpu TeMIIEpaType OKPYKAIOUICH CPebl, pACTBOPUTEIb BhIMA-
puBatoT. OcTaToK pecyCHeHANPYIOT B dTHIIalieTare u Boje. Ilocne pasneneHus, opraHmyeckyro a3y MpoMbIBa-
0T BOJOH M PaccojioM, cymaT Hax cynbdaTroM HaTpus U GuisTpyroT. [locne BeIMapuBaHUs paCTBOPUTEIA, ChI-
pOH TPOIYKT OUYHMINAIOT XpoMaTorpadueil Ha CHIMKAreixeBOi KOJOHKE (3JII0AHT: ATWIALETAT) C IOydeHHEM
YKa3aHHOTO B 3arojIoBKe MpoaykTa (261 mr; 83%).

'H SIMP cnexrpockommuaecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.81 (d, J=8.2 I'u, 2H); 7.68 (d,
J=8.9 I'm, 1H); 7.62 (d, J=2.4 T'm, 1H); 7.55 (d, J=8.9 ', 1H); 7.36 (d, J=8.2 I'y, 2H); 7.14 (dd, J=8.9 m 2.4 I'y,
1H); 6.89 (d, 8.9 I';, 1H); 5.97 (m, 1H); 4.01 (s, 3H); 3.53-3.46 (m, 2H); 3.22-3.17 (m, 2H); 2.46 (s, 3H); 1.95
(s, 3H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mmn): 170.9 (s); 158.9 (s); 146.4 (s);
145.7 (s); 134.6 (s); 133.3 (s); 130.1 (2 x d); 130.0 (d); 128.5 (2 x d); 128.2 (d); 127.7 (s); 126.2 (s); 119.2 (d);
117.8 (d); 103.3 (d); 55.8 (q); 39.4 (t); 26.4 (1); 23.4 (q); 21.9 (q).
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Cragus D. N-[2-(7-MetokcunadranuH- 1 -¥)3THIT |arieTaMm 1.

Yka3aHHBIN B 3aroJIOBKE TMPOIYKT MOIYYAIOT B COOTBETCTBHHU CO CIIOCOOOM, ONMCAHHBIM B cTaguu D npu-
Mepa 2, UCTIONB3Ys MPOAYKT u3 craguu C BBINIE B KAUECTBE HCXOAHOTO pearcHra.

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8§ B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I'y, 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 I'm, 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

[Ipumep 9. N-[2-(7-MetokcunadTanuH- 1 -uin)3Tri]ameTamu

Cramus A. 4-Metun6en3oncyibhoHar 1-(2-aMHHO-2-0KCOITHI)-7-METOKCHHAPTAINH-2-1ITa.

T'unpun vatpus (60% B MuHEpamsHOM Macie; 78 mr; 1.953 mMois) nobasmsrot npu 0°C k pacTBOpy mpo-
JTyKTa, MOJIYYeHHOTO B cTaguu A mpumMepa 8 (376 mr; 1.628 mmons) B nuMmeTmindopmamuse (3 mi). ITocie me-
pememuBanus B TeueHue 30 muH To3wixiopua (341 wmr; 1.79 mmons) BBOAAT oqHOM moprwei. [locne mepeme-
NIMBaHUS B TCUCHUE 2 U PEAKIIMOHHYIO CMECh Pa30aBIIsIOT ¢ STHJIAIETATOM, a MOCJE ATOTO JBa pPa3a MPOMBIBAIOT
BOJIOW M JBa pa3a pacconioM. OpraHudeckyro a3y BEICYIIUBAIOT HaJ Cynb(aToM HaTpus u GuibTpyroT. [locme
BBHIMAPUBAHUS PACTBOPUTEICH CHIPOI MPOIYKT OYMINAIOT Xpomarorpadueil Ha CHIMKAreJIeBOd KOJOHKE (3IF0-
aHT: TInanerat/auximopMmeran 30/70) ¢ MOTYYEHHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHJC TBEPAOTO Be-
mectBa Oenoro nseta (260 mr; 40%).

'H SIMP cnexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.89 (d, J=7.9 I'u, 2H); 7.72 (d,
J=9.0 I'y, 1H); 7.66 (d, J=9.0 I'y, 1H); 7.4 (d, J=7.9 I'n, 2H); 7.37 (d, J=2.4 T'y, 1H); 7.17 (dd, J=9.0 u 2.4 I'y,
1H); 7.01 (d, J=9.0 ', 1H); 6.02 (bs, 1H); 5.48 (bs, 1H); 3.93 (s, 2H); 3.91 (s, 3H); 2.50 (s, 3H).

Cramus B. 2-(7-MeTtokcunadranuH- 1 -mn)aneTamu .

[IponykT, momydeHHbIN B cTanuu A Boite (50 mr; 0.13 Mmonb), xmopun Hukens rekcaruapar (31 mr; 0.13
MMOJIb), muxiiopmerad (1.3 mim) u Meranou (1.3 MiT) BBOIAT B TepMETHIHYIO KOJIOy. 3aTeM 0apOOTHUPYIOT apro-
HOM B pacTBOpE B T€UCHHE 5 MHUH W IIOCJIE Yero MaJCHbKHIMH MOPIMSIMH OCTOPOKHO HOOABISIOT OOpOTHAPHIT
Hatpus (88 mr; 2.6 MMois). Tlocie mepeMenBaHus B TeUeHUE | 9 MOJ aproHOM IMPH TEMIICPAType OKPYKaro-
nied cpensl, NoOaBIIOT Boay. [lociie mepeMeruBaHus B TeUeHUE 15 MUH cMech QUIBTPYIOT Yepe3 LEIUT U 3a-
TEM TPOMBIBAIOT IUXJIOPMETAHOM M ATHIaneTatoM. OpraHudecKyr (DpakiMi0 BBICYIIMBAIOT Hall Cyib(arom
HaTpus U 3ateM QIBTPYIOT. [locine BRIMapuBaHUS PACTBOPHUTENICH CHIPOW MPOIYKT OYHIAOT XpoMaTorpaduen
HAa CHJIMKAreJICBOW KOJOHKE (QJIF0AHT: STHJIAICTAT) C MOJYyYCHHEM YKa3aHHOT'O B 3arojIOBKE MPOIyKTa (8 Mr;
29%).

'H SIMP cniexrpockomuueckuii anamms (JIMCO-dg, 300.13 MT'w, & B u./min): 7.84 (d, J=9.0 I'y, 1H); 7.73
(d, J=8.0 T'm, 1H); 7.62 (bs, 1H); 7.41-7.36 (m, 2H); 7.28 (dd, J=8.0 u 7.1 I', 1H); 7.18 (dd, J=9.0 m 2.4 T'w, 1H);
7.02 (bs, 1H); 3.88 (s, 3H); 3.82 (s, 2H).

BC IMP crextpockomuueckuii anamus (IMCO-dq, 75.5 MI'n, & B u./mmn): 172.3 (s); 157.3 (s); 133.2 (s);
131.8 (s); 130.0 (d); 128.7 (s); 128.4 (d); 126.7 (d); 123.1 (d); 117.7 (d); 103.4 (d); 55.2 (q); 40.2 (t).

Cramus C. (7-MetokcuHadTamiH- 1 -¥i1)are TOHUTPUIL.

Yxa3zaHHBIH B 3ar0JIOBKE MPOAYKT MOJTYYarOT B COOTBETCTBUH C MPOTOKOJIOM, ONMMCAHHBIM B cTanuu F mo-
nydenust 1 onmucanus k nmateHty EP 0447285, ncronb3yst MPOAYKT W3 CTaaud B BhIIE B KauyecTBE UCXOIHOTO
peareHTa.

Touka mnasnenus: 8§6-87°C.

'H IMP criektpockonmyeckuit ananmu3 (CDCls, 300.13 MI'w, 6 B u./mmH): 7.78 (d, J=8.9 T'n, 1H); 7.77 (d,
J=7.8 Ty, 1H); 7.52 (d, J=7.1 I'y, 1H); 7.32 (dd, J=7.8 u 7.1 I'u, 1H); 7.21 (dd, J=8.9 u 2.4 ', 1H); 7.03 (d,
J=2.4Tu, 1H); 4.0 (s, 2H); 3.94 (s, 3H).

BC SIMP crekrpockommaeckuii anamms (CDCly, 75.5 MI'n, & B w./mun): 158.5 (s); 132.0 (s); 130.6 (d);
129.1 (s); 128.8 (d); 127.1 (d); 124.4 (s); 123.2 (d); 118.8 (d); 117.7 (s); 101,3 (d); 55.4 (q); 21.9 (t).

Cragus D. N-[2-(7-MetokcunadranuH- 1 -¥)3THIT |arieTaM 1.

Yka3aHHBIN B 3ar0JIOBKE MPOAYKT MOTYYAaOT B COOTBETCTBUU CO CIIOCOOOM, OMMUCAHHBIM B cTanuu E npu-
Mepa 1, ucrmons3yst mpoAyKT u3 craauu C BhITIE.

Touka mnasnenus: 108°C.

'H SIMP criekrpockommaecknii anamms (CD;0D, 300.13 M, & B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'u, 1H); 7.65 (d, J=8.0 ', 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 T', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockonmueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

ITpumep 10. N-[2-(7-MeTtokcuHadTanuH- | -11)3THII |alleTAMUI.

Cramus A. 2-Metokcu-7-(Tipon-2-eH- | -1IToKCH ) Ha TaTnH.

Ammnopomun (4.4 vt 50.56 MMOIb) TOOABISIIOT K pacTBOpYy 7-MeTokcHHadTanmuH-2-oia (5.865 1; 33.71
MMOJIb) U KapOoHaTa kamus (13.96 r; 101.12 mmois) B anetone (33 mu). [locne mepememnmBanus npu 65°C B
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TeueHne 16 4 cMech OXJIaXIaroT IO TeMITepaTyphl OKpysKaromei cpeasl U nobasisior Boay (60 mi). ITocne me-
peMelrBaHusl B TeYeHHE 3 4 NPOAYKT 3KCTParupyroT TPHU pas3a Ipu HoMomu JTuianerata. OpraHudeckne
(dpakuy 0OBEAMHSIOT, IBa pa3a MPOMBIBAIOT BOJOW M 3aTEM PAcCOJIOM, CyIIaT Hal CyIb(aToM HATPUS H (PHITb-
TpytoT. BeimapuBanue pacTBopuTeNiell obecrieunBaeT ChIpoi MPOAYyKT (7.963 T), KOTOPHIH MPUMEHSIOT HETO-
CPEICTBEHHO B CIIEAYIOMIEH cTaguu Oe3 TOTOTHUTEIHFHONH OYHCTKH.

'H SIMP cnexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.68 (d, J=8.9 I'u, 1H); 7.67 (d,
J=8.9 'y, 1H); 7.08-6.99 (m, 3H); 6.13 (m, 1H); 5.48 (m, 1H); 5.34 (m, 1H); 4.65 (m, 1H); 3.92 (s, 3H).

Cramus B. 7-Metokcu-1-(mipor-2-eH- 1 -un)Had TamuH-2-01.

Hcnonb3ys kon0y, MpoayKT U3 craguu A Beimie (7.963 1; 33.71 MMoJIb) TOMEIAalOT B OaHIO, HATPETYIO JI0
200°C B Teuenue 2,5 4. [locne oxyaxaeHus CHIPO NPOAYKT NPUMEHSIOT HETIOCPEACTBEHHO B CIEAYIOIIEH CTa-
JH 0e3 TOTIOTHUTEITFHON OYHCTKH.

'H aMP cnektpockonmdeckuit ananu3 (CDCls, 300.13 MI'n, 6 B u./muH): 7.69 (d, J=8.9 T'n, 1H); 7.6 (d,
J=8.7T'm, 1H); 7.2 (d, J=2.4 T'n, 1H); 7.03 (dd, J=8.9 m 2.4 ', 1H); 6.95 (d, J=8.7 I't, 1H); 6.08 (m, 1H); 5.28
(s, 1H); 5.14 (m, 1H); 5.1 (m, 1H); 3.93 (s, 3H); 3.8 (m, 1H).

Cranus C. 4-MetunbensoncyinbdoHaT 7-meTokcu- 1 -(npomn-2-eH- 1 -nn)Hadranus-2-uia.

TpuwsTrnamus (1.95 mur; 14.02 mMons) u Tosmxmopun (2.23 1; 11.68 MMoIb) 100aBISIOT K PacTBOPY IMPoO-
nykta u3 craaud B Bermre (2.5 r; 11.68 Mmonp) B muxitopmetane (22 ). [locie nmepeMemvBanus B TedeHue 16
Y [IpU TEMIIEpaType OKpY’Karolel cpelibl, PaCTBOPUTENb BHIIAPUBAIOT U OCTAaTOK PECYCIICHIUPYIOT B dTHIIALE-
TaTe ¥ Boxe. [locne pasmeneHust opraHndecKyio a3y MPOMBIBAIOT BOJOW W PAaccoIOM, CyIIaT Hal CyibpaTrom
HaTpus U GUIBTPYIOT. Ilocne BeIMapruBaHUs PAacTBOPUTENS CHIPOHM MPOIYKT OYHINAIOT XpoMmarorpadueii Ha cH-
JIUKarelIieBON KOJIOHKE (DJI0AHT: 3THIAIETAT/IETPONeHHbINA d¢up, rpamgueHt oT 10/90 mo 20/80) ¢ momydeHneM
yKa3aHHOTO B 3arojioBke mpoxaykra (3.79 r; 88%).

'H SIMP cniextpockonuueckuii ananus (CDCls, 300.13 MI'n, & B u./mmn): 7.8 (d, J=8.3 I'u, 2H); 7.71 (d,
J=8.9 I'm, 1H); 7.6 (d, J=8.9 ', 1H); 7.33 (d, J=8.3 'y, 2H); 7.24 (d, J=2.5 'y, 1H); 7.14 (dd, J=8.9 u 2.5 T'm);
7.1(d, J=8.9 I'y, 1H); 5.79 (m, 1H); 5.02-4.95 (m, 2H); 3.88 (s, 3H); 3.68 (d, J=5.9 I't, 2H); 2.46 (s, 3H).

BC SIMP crnexrpockormmuecknii ananuz (CDCls, 75.5 M, & B u./mn): 158.3 (s); 146.1 (s); 145.5 (s);
135.5 (d); 134.4 (s); 133.3 (s); 130.1 (d); 130.0 (2 x d); 128.5 (2 x d); 128.0 (d); 127.7 (s); 126.6 (s); 118.5 (d);
118.4 (d); 116.1 (t); 103.9 (d); 55.4 (q); 30.5 (t); 21.8 (q).

Cranus D. 4-Metun6enzoncynsgonar 1-(2,3-a1uruapoKCcuporti)-7-MeToKCnHad TaTinH-2-1ia.

4-Metunmopdonuna N-okcun ruapat (1.666 r; 12.35 Mmmonb) n terpokcun ocmust (4% B Boae; 653 MK,
0.01 MMo1TB) T00OABIAOT K pacTBOPY mpoaykra u3 ctanuu C Beime (3.786 r; 10.29 mMois) B arierone (40 M) u
JnenoHn3upoBaHHyto Boay (10 mur). ITocne mepememBanust pU TEMIIEPAType OKPYXKAIOIIEH Cpelbl B TeUCHHE
20 4, mobaristoT THOCYIb(AT HaTpus neHraruapat (1 r). [locre eme momoNMHUTENHFHOTO | U mEpeMeITUBaHUS
pacTBOpUTENH BBINTaprBaloT. OCTaTOK PECYCICHANPYIOT B STIIIAIICTATE M OPraHUYEeCKyIo (pa3y IpoMBIBAIOT pac-
CoJIOM, cymaT Haj cyibparom Hatpus u GuiasTpyroT. [locie BEIMapuBaHUS PACTBOPHUTENS CHIPOI POIYKT OUH-
IIal0T XpoMaTorpadueld Ha CHIIMKAreJIeBOl KOJOHKE (RIIF0AHT: STHIIALETAT) ¢ MOJTYICHHEM YKa3aHHOTO B 3aro-
JIOBKE MIPOAYKTA B BHIE TBEPOTO BemecTBa Oenoro mBeta (3.617 r; 87%).

'H SIMP cniexrpockommaecknii ananuz (CDCls, 300.13 MI'n, & B u./min): 7.81 (d, J=8.3 I'u, 2H); 7.69 (d,
J=9.0 I'u, 1H); 7.58 (d, J=9.0 T'm, 1H); 7.33 (d, J=8.3 'y, 2H); 7.13 (dd, J=9.0 m 2.4, 1H); 7.02 (d, J=9.0 I'y, 1H);
4.01 (m, 1H); 3.88 (s, 3H); 3.63-3.47 (m, 2H); 3.11 (d, J=7.0 T'm, 2H); 2.9 (bs, 1H); 2.62 (bs, 1H); 2.44 (s, 3H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mun): 158.6 (s); 146.8 (s); 145.8 (s);
134.6 (s); 133.1 (s); 130.2 (d); 130.1 (2 x d); 128.4 (2 x d); 128.3 (d); 127.7 (s); 125.4 (s); 118.6 (d); 118.0 (d);
103.6 (d); 72.0 (d); 65.8 (t); 55.5 (q); 30.1 (t); 21.8 ().

Cranus E. 4-MerunoensoncynbpoHar 7-MeTokcH-1-(2-okcoaTvin)Had TanuH-2-1ia.

[epuonat Hatpus (785 mr; 3.671 mmomns) u BogHbiil 2 M pactBop HCI (1.8 mi) mobaBistoT K pacTBOpy
npoaykra u3 craauu D Beimre (1.23 1; 3.06 mmonb) B Tetparuapodypane (12 mn) u Boge (3 mur). Uepes 30 mun
CMeCh HeHTpalM3yIoT pa30aBiaeHHBIM BOAHBIM pacTBopoM NaHCO; 1 MpoayKT 3aTeM SKCTparupyroT Npu IoMo-
mm dtrnanerata. Opranndeckne Gpakuuu oOBEAUHSIOT, CYIIAT HaJ CylIb(paToM HaTpus U QUIBTPYIOT. Bhima-
pHUBaHHE pacTBOPHUTENEH 0OECIeYNBaeT yKa3aHHBIM B 3ar0JOBKE MPOAYKT B BHJE YHCTOI'O TBEPAOTO BEIIECTBA
6emoro 1Beta (1.13 r; 100%), KoTOpOE MPUMEHSIOT HEMTOCPEICTBEHHO B CICAYIOMICH CTaIUH.

Touka mnasnenus: 101-103°C.

'H IMP cnekrpockonmueckuii ananu3 (CDCl;, 300.13 MI'n, 6 B u./miH): 9.43 (t, J=2.6 I'u, 1H); 7.78 (d,
J=8.3 T'm, 2H); 7.74 (d, J=8.9 I'n, 1H); 7.68 (d, J=8.9 I', 1H); 7.35 (d, J=8.3 I'm, 2H); 7.17 (dd, J=8.9 m 2.4 I'y,
1H); 7.04 (d, J=8.9 I';, 1H); 6.97 (d, J=2.4 I'i, 1H); 3.98 (d, J=2.6 'y, 2H); 3.88 (s, 3H); 2.46 (s, 3H).

BC SIMP cnexrpockonmuecknii anammsz (CDCly, 75.5 MI'm, 8 B u./man): 199.2 (d); 159.1 (s); 146.8 (s);
146.0 (s); 134.7 (s); 132.7 (s); 130.4 (d); 130.2 (2 x d); 129.4 (d); 128.6 (2 x d); 127.6 (s); 120.1 (s); 119.1 (d);
118.6 (d); 102.9 (d); 55.5 (q); 41.7 (); 21.9 (q).
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Cranus F. 2-(7-MetokcuHadTainH- 1 -mir)3taHolr.

K pacrtBopy npoaykra n3 craguu E Boime (950 mr; 2.567 mmons) B metaHoune (13 mir) mobGasinsitoT mox ap-
TOHOM, MaJICHBKHMH TMOPUUAMH XJopun Hukens (366 mr; 2.824 mmons) u Goporuapun Hatpus (1.3 r; 38.2
MMoutb). [Tocrie mepeMerniBanmst B TedeHUE 1 9 CMeCh MOABEPTAIOT THIPOIN3Y BOoIHBIM pacTBopoM 2 M HCI (80
MJI) U 3aTeM TepeMeInBaT B TeueHrne 30 MUH B MPUCYTCTBUU JTHJAIeTaTa. | eTeporeHHbId pacTBOp (UIbT-
PYIOT 4epe3 IEeTUT B MPOMBIBAIOT dTHIIAeTaTOM. J[Be (ha3bl pa3femnsioT U OpTaHHYECKYIO (PPaKIHIo IIPOMBIBAIOT
paccosioM, cymar Haj cyinbhaToM HaTpus u GuiasTpyroT. Ilocie BEImapuBaHUsS PacTBOPUTENS CHIPOI MPOTYKT
OUHITAIOT XpomaTorpaduell Ha CHIMKAreJIeBOol KOJOHKe (DIIFOAHT: dTWIANeTaT/TeTposeinbiii a¢up 40/60) c
MOJy4YeHHEM YKa3aHHOT'O B 3aT0JIOBKE IPOJYKTa B BUJIE TBEPJOTo BemiecTsa Oenoro 1seta (442 mr; 85%).

'H AMP criektpockonmieckuit ananmms (CDCls, 300.13 MI'w, 6 B u./mmH): 7.72 (d, J=9.1 T'n, 1H); 7.63 (d,
J=8.1 T'u, 1H); 7.3-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.6 I'y, 1H); 3.93 (t, J=6.7 I'u, 2H); 3.88 (s, 3H); 3.24 (d,
J=6.7 T'u, 2H); 1.99 (bs, 1H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mun): 157.8 (s); 133.2 (s); 133.0 (s);
130.4 (d); 129.4 (s); 127.7 (d); 127.1 (d); 123.3 (d); 118.1 (d); 102.5 (d); 62.7 (t); 55.4 (q); 36.4 (¢).

Macc-cnektpomerpus (ESI; m/z (%)): 202(29) [M]'; 171(100).

Cranus G. Merancynbdonar 2-(7-MeTokcnHad TamuH- 1 -1i1)3THIa.

VYka3aHHBIH B 3ar0JIOBKE MPOAYKT ITOJYYalOT B COOTBETCTBUH CO CIIOCOOOM, ONMMCAaHHBIM B ctaanu C mpu-
Mepa 7, UCTIONB3Ys MPOAYKT U3 CTaAuy F BBIIIEC B KAUeCTBE HCXOAHOTO pearcHra.

'H SIMP cniexrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./mn): 7.72 (d, J=9.1 I'u, 1H); 7.66 (d,
J=8.9 I'i, 1H); 7.31-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.5 I'u, 1H); 4.47 (t, J=7.4 ', 2H); 3.92 (s, 3H); 3.45 (d,
J=7.4 T, 2H); 2.77 (s, 3H).

BC SIMP cnexrpockormmuecknii ananuz (CDCly, 75.5 M, & B u./mn): 158.2 (s); 133.0 (s); 133.0 (s);
130.6 (s); 130.4 (d); 129.3 (s); 128.0 (d); 127.7 (d); 123.2 (d); 118.4 (d); 101.9 (d); 67.9 (t); 55.5 (q); 37.4 (q);
33.3 (b).

Cramus H. N-[2-(7-MeTokcuHaQTamnH- 1 -1I1)3THII |arle TAMH I,

Yka3zaHHBIH B 3aroJIOBKE MPOIYKT ITOIYYalOT B COOTBETCTBHHU CO CIIOCOOOM, OTIMCAaHHBIM B CTaguu D mpu-
Mepa 7, UCTIONb3Ys MPOAYKT U3 cTasuu G BhIIIE B KAUECTBE HCXOHOTO pearcHTa.

'H SIMP criekrpockommaecknii anamms (CD;0D, 300.13 M, & B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'u, 1H); 7.65 (d, J=8.0 ', 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 T', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnexrpockommueckuii ananus (CD;0D, 75.5 MI'w, & B w./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

Ipumep 11. N-[2-(7-MeTokcunadraiuH-1-mi1)3THII |alleTaMUI.

Cramus A. 3-(7-Mertokcunadtanus- 1 -un)nporman-1,2-1uoJr.

[IponykT, moy4ennbiit B ctanguu D npumepa 10 (44 mr; 0.11 mmons), xmopua Hukens (16 mr; 0.12 MMoutb)
1 MeTaHoa (1 MIiT) BBOJAT MO/ QpTOHOM B TepMETHUHYIO K0y10y. [locie yero MajieHbKUMU TIOPITUSMHU OCTOPOYKHO
nobapnsttor 6oporunpua Hatpus (74 mr; 2.19 MmMonb). [locine mepeMenuBaHus B TeUeHHE 2 9 JOOABISIIOT BOLY
(1 M), 3atem nepoxcun Bogopona (35% B Boje; 1 MiT) u cMechk niepeMeInuBaroT B TeueHue 2 4. [locne gero mo-
OaBJISIFOT paccoJl M BOTHYIO a3y SKCTPArupyIOT TPH pasa MpH MOMOITH dTrianeTara. Opranndeckue (ha3pl 00b-
SAMHSAIOT, CYIIAT HaJ Cylb(haToM HATpus U QUIBTPYIOT. BrlmapuBaHue pacTBOpUTENCH 00ECIICUYUBACT YHCTHIN
nponykrT (22 mr; 86%) 6e3 NoTpeGHOCTH B JOIOIHUTEILHON OUHCTKE.

'H IMP criektpockonmieckuit ananmus (CDCls, 300.13 MI'w, 6 B u./mmH): 7.75 (d, J=9.1 T'n, 1H); 7.68 (d,
J=8.1 T, 1H); 7.32-7.23 (m, 3H); 7.16 (dd, J=9.1 n 2.4 I', 1H); 4.11 (m, 1H); 3.92 (s, 3H); 3.72-3.55 (m, 2H);
3.25-3.1 (m, 2H); 2.54 (bs, 2H, OH).

Cranus B. (7-MetokcunadTamis- 1 -min)areranbaeru.

Yka3aHHBIN B 3ar0JIOBKE MPOAYKT MOJTYYarOT B COOTBETCTBUU CO CIIOCOOOM, OMMUCAHHBIM B cTanuu E npu-
Mepa 10, wucmonmp3ys mNPOAYKT U3 CcTagud A BbIle BMecTo 4-MeTmiiOeH3oicynbdonata 1-(2,3-
JUTHIPOKCHUITPOIIHI )-7-MeTOKCHHA(D TATH-2-HJIa.

'H sIMP cnekrpockonmueckuit ananmms (CDCl;, 300.13 MI'n, 8 B u./miH): 9.74 (t, J=2.6 T'u, 1H); 7.74-7.84
(m, 2H); 7.38 (d, J=6.0 T'm, 1H); 7.32 (t, J=7.5 T, 1H); 7.19 (dd, J=9.0 T'mu 2.4 T, 1H); 7.1 (d, J=2.4 T'm, 1H);
4.05 (d, J=2.6 I'y, 2H); 3.92 (s, 3H).

BC SIMP crexrpockommueckuii anamms (CDCls, 75.5 M, 8 B u./min): 199.85; 158.29; 133.54; 130.44;
129.32; 129.07; 128.23; 126.83; 123.36; 118.63; 102.12; 55.36; 48.83.

Cramus C. 2-(7-MeTokcuaadTanuH- 1-mi1)3TaHor.

Boporuapun Hatpust (38 mr; 1 MMoIB) MOOABISAIOT K pacTBOPY NpoaykTa u3 ctaauu B Beime (20 mr; 0.1
MMoJb) B 3Taroue (1 mu). [locne mepeMemnuBanus B TSYEHUE 2 U MPH TEMIEPaType OKPYKaIOIIeH CpejIbl, CMECh
MOBEPTaloT THAPOJIN3Y MocpeacTBOM BoaHoro pactBopa 2 M HCI (2 mir) u 3aTeM nepeMemnBarot B TedeHue 30
MUH B IPUCYTCTBUM 3TMianeTara (1 mi). PactBop skcTparupyrot 4 pasa npu nomoriu 3twianerara. Opranunye-
CKue (ppakuuu 0OBETUHSIOT, CYIIAT HaJ Cylb(aToM HATpUsA U GUILTPYIOT. [locne BrIMapuBaHUs pAaCTBOPHUTEIIS,
CBIPOH MPOJYKT OYMIIAKOT XpoMaTorpadueil Ha CUIMKATENICBON KOJOHKE (AIIF0AHT: STHIIAICTAT/ICTPOICHHBIN
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a¢up 20/80) ¢ moyueHHEeM yKa3aHHOTO B 3aroJIOBKE NPOAYKTa B BUJE TBepAOro BemiecTa Oesroro nseta (19.8
Mmr; 98%).

'H SIMP cniexrpockommuecknii ananuz (CDCls, 300.13 MI'n, & B u./mn): 7.72 (d, J=9.1 I'u, 1H); 7.63 (d,
J=8.1 I'u, 1H); 7.3-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.6 ', 1H); 3.93 (t, J=6.7 I'u, 2H); 3.88 (s, 3H); 3.24 (d,
J=6.7 ', 2H); 1.99 (bs, 1H).

BC SIMP cnexrpockormmuecknii ananuz (CDCls, 75.5 My, & B u./mmn): 157.8 (s); 133.2 (s); 133.0 (s);
130.4 (d); 129.4 (s); 127.7 (d); 127.1 (d); 123.3 (d); 118.1 (d); 102.5 (d); 62.7 (t); 55.4 (q); 36.4 ().

Macc-crektpomerpus (ESI; m/z (%)): 202(29) [M]'; 171(100).

Cramus D. Mertancynshonat 2-(7-MeTokcuHad TaauH- 1 -1i1)3Tra.

Yka3zaHHBII B 3aroJI0OBKE MPOIYKT HOJXYYalOT B COOTBETCTBHH CO CIOCOOOM, omHMcaHHBIM B ctaanu C npu-
Mepa 7, UCTIONB3Ys MPOAYKT u3 ctaauu C BBIIE B KAUECTBE HCXOAHOTO pearcHra.

'H AMP criektpockonmyeckuit ananms (CDCls, 300.13 MI'w, 6 B u./mmH): 7.72 (d, J=9.1 T'n, 1H); 7.66 (d,
J=8.9 I'i, 1H); 7.31-7.21 (m, 3H); 7.13 (dd, J=9.1 u 2.5 I'u, 1H); 4.47 (t, J=7.4 ', 2H); 3.92 (s, 3H); 3.45 (d,
J=7.4Tu, 2H); 2.77 (s, 3H).

BC SIMP crexrpockormaecknii ananus (CDCls, 75.5 M, & B u./mun): 158.2 (s); 133.0 (s); 133.0 (s);
130.6 (s); 130.4 (d); 129.3 (s); 128.0 (d); 127.7 (d); 123.2 (d); 118.4 (d); 101.9 (d); 67.9 (t); 55.5 (q); 37.4 (q);
33.3 (t).

Cranus E. N-[2-(7-MetokcunadTanuH- 1 -1i1)3THII |alie TaMHu I,

Yka3aHHBIN B 3aroJIOBKE MPOIYKT MOJIYYAIOT B COOTBETCTBHHU CO CIIOCOOOM, ONMCAHHBIM B CTaguu D npu-
Mepa 7, UCTIONB3Ysl IPOAYKT U3 CTaaud D BEIIIE B KAUECTBE UCXOMIHOTO PEarcHTa.

'H SIMP cnexrpockommuecknii anamms (CD;0D, 300.13 MI'w, 8 B u./mun): 8.21 (bs, 1H); 7.74 (d, J=8.9
I'm, 1H); 7.65 (d, J=8.0 I't, 1H); 7.52 (d, J=2.5 'y, 1H); 7.31-7.2 (m, 2H); 7.11 (dd, J=8.9 u 2.5 ', 1H); 3.96 (s,
3H); 3.52-3.44 (m, 2H); 3.23-3.18 (m, 2H); 1.94 (s, 3H).

BC SIMP cnextpockommueckuii ananus (CD;0D, 75.5 MI'n, & B uw./mmn): 173.4 (s); 159.4 (s); 135.1 (s);
134.6 (s); 131.2 (d); 130.8 (s); 128.2 (d); 127.9 (d); 124.2 (d); 119.3 (d); 103.2 (d); 55.9 (q); 41.4 (t); 34.2 (t);
22.6 (q).

DOOPMYVYIJIA N30BPETEHNA

1. Cnoco6 npoMBIIIIIEHHOTO CHHTE3a coequHeHHsT popMyIsl (I)

NHCOMe
MeO.
SO

OTJIMYAIOIIMICS TEM, UTO B PEAKIIUIO BBOJAT 7-MeTOKcHHA(TATHUH-2-011 hopmyisl (IT)

MeO. OH

B KOTOPBIH B mooxeHuu 1 coenuuenust popmyisl (II) BBomsT rpymmy -CH,-X, e X npeacTasisieT coboi
rpymy -N(CHs),,
¢ monmydeHuem coeauaerns Gpopmyms (I11)

X
MeO OH

B KoTopoit X mpeacraBiseT coooit rpymmy -N(CHj),;

npuaeM coeanHenue ¢opmynbl (III) moaBepraroT peakumu CyIb(QOHWIHPOBAHUS TIO aPOMATUICCKOMY
CIIUPTY W 3aMecTUTeNb X coenuHeHust Gopmyns! (II1) MoaguuUIUpyIOT 10 HITH TTOCIIE CTAINH CYTh(OHMINPOBA-
HUS apOMAaTHYECKOTO CIHpPTa IIPH MMOMOIIM PEaKINH MHAHWPOBAHUS, BOCCTAHOBIICHHUS W/IUIH allMJINPOBAHUSA C
noxydeHueM coeauHeHus Gpopmyinst (1V)

Xl
MeO OSOR
T e

B KoTopoit X' mpencrasiser coboit rpymy -CN mmn -CH,-NH-CO-CHj; u R npencrasnsier coboit rpymy -
CHj;, -(CH,;),-CH3;, -CF; wiu Tonymur;
npudeM coenuaeHue popmyisl (IV) moaBepraioT peakuny J1e30KCUTeHUPOBAHUS B IPUCYTCTBUH NTEPEX0/I-
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HOTO METaJljla ¥ BOCCTAHOBUTEJIS C MOJTyUYeHHEM:
win, ecin X' peacrasisier coboit rpymmy -CH,-NH-CO-CHj;, HenocpeacTBeHHO coenHeHus popMyItbl
(I), koTOpOE BHIACTSIOT B BUE TBEPAOTO BEIIECTBA;

niu coenuaeHus Gopmysl (V)
X"
MeO
V)

B KoTOpoit X" npencrapinset coboii rpymmy -CN;

npudeM coequHeHre GopmMyisl (V) MoaBepraloT peaknusiM BOCCTAHOBIICHUS M allMJIMPOBAaHMUS C IOJyde-
HHeM coequHeHHs popmydsl (I), KOTOpoe BEIIEISIOT B BUE TBEPIOTO BELIECTBA.

2. Cnoco6 NpoMBIIIIEHHOTO CHHTE3a coequHeHHsT popMyssl (I)

NHCOMe
MeO
M

OTJIIMYAIOIINICS TEM, YTO B PEAKIHIO BBOIAT 7-MeTOKCHHAa(dTamuH-2-011 popmyst (11)

MeO OH

B KOTOpKIH B mooxenun 1 coequaenust popmyis (I1) BBogsaT rpymnmy -CH,-X, B koTopo#i X npeacTaBiser
co6oit rpymy -CO-N(CH,-Ph), wmu -CO-NH,,
¢ monmydenueM coeauaenns Gpopmyns (I11)

X
MeO OH
O

B KoTopo#t X mpezactasiser coboit rpymry -CO-N(CH,-Ph), nimm -CO-NH,, rie npeBpaiieHne coeTnHeHUS
dbopmyner (IT) B coenuuenune Gopmynsl (I11) ocymecTBIAIOT MyTeM B3auMoaeUcTBUs coequHeHus popmysl (I1)
C TIIMOKCAJIEM C TIoydeHueM coeauaenns Gopmysl (V1)

O
MeO o
(VD)

¢ TIOCJISAYIOINM €ro B3aumoelicTBrueM ¢ coenunenneM Gopmynsl NHR'R', rne R' mpeacrasnser coboit H
nnm rpyny -CH,-Ph;

npuaeM coeauHenue ¢opmynbl (III) moaeepraroT peakumu CyIb(QOHWIHPOBAHUS TIO aPOMATUICCKOMY
CIIUPTY W 3aMecTUTeNbh X coeanHeHus Gopmyns! (II1) MoagupuUIUpyrOT 10 HITH TTOCIIE CTAINH CYTh(OHMINPOBA-
HHSI QpOMATHYECKOrO CITUPTA MPU MOMOIIM PeaKlnii BOCCTAHOBICHUS W/WITM AllMJIMPOBAHUS C TIOJyYSHHUEM CO-

enuHenus popmyisl (IV)
X|
MeO USOR
(Iv)

B KoTopoii X' mpeacrasinsiet coboit rpynmy -CH,-N(CH,-Ph),, -CO-NH, nnu -CH,-NH-CO-CHj; u R npen-
ctaBisieT coboii rpymmy -CHj, -(CH,),-CHj3, -CF; wmu tomym;

npudeM coenuHenue Gopmynsl (IV) moasepraroT peakiuu Je30KCUICHUPOBAHUS B IPUCYTCTBUH MEPEXO/I-
HOTO METaJlla U BOCCTAHOBHUTEJIS C MOTyUYeHHUEM:

iy, ecnu X' mpencrasiser coboit rpymmy -CH,-NH-CO-CHj;, HenmocpeacTBeHHO COeTUHEHHS (hOPMYITbI
(I), xoTOpOE BHIACTSIOT B BUE TBEPAOTO BEIIECTBA;

i coenuaeHus Gopmysl (V)
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Xll
MeO.
(V)

B koTopoit X" nmpencrasisier coboit rpymy -CH,-N(CH,-Ph), nim -CO-NH,;

npudeM coenuHeHue (Gopmynbl (V) MOABEpraloT peakmusM TpaHchopMmarmu HUTpUIA, THAPHUPOBAHUS,
BOCCTAHOBJICHUS W/WJIM allMIIMPOBaHUs C ToiydeHneM coenuHeHus (opmyssl (I), koTopoe BBLAEISAIOT B BHIC
TBEPAOTO BEILECTBA.

3. Crioco® mpOMBINIIIEHHOTO CUHTE3a coequHeHns popmyasl (1)

NHCOMe
MeO.
@

OTJIMYAIOIIMICS TEM, UTO B PEAKIIUIO BBOJAT 7-MeTOKCHHA(TATHH-2-011 hopmyitsl (1)

MeO OH

B KOTOPBIH B nostoskeHnu 1 coequnenns popmyasl (I1) BBoxsat rpymmy -CH,-X, B koTopoit X npeacrasnser
co6oii rpymry -CH,-OH, ¢ mosryaennem coequaerus popmyasr (I11T)

X
MeO OH
(1)

B KoTopoit X mpexacrasisier codoit rpymy -CH,-OH, rae npeBpamienue coenunenust popmyist (I11) B co-
enunenue Qopmynsr (1II) ocymectBustor mytem B3aumoaeicTBus coenunenus Gopmynst (1) ¢ ranokcanem c
noxydeHueM coeauHeHus popmyst (VI)

0
MeO 0
(VD)

C MOCJIEAYIOIINM €ro B3auMOICHCTBUEM C BOCCTAHOBHUTEIIEM;

npuaeM coeauHenne ¢opmynbl (III) moaBepraroT peakumu CyIb(QOHWIHPOBAHUS TIO aPOMATUICCKOMY
CIIUPTY W 3aMecTuTeNbh X coeanHeHus Gopmyns! (II1) MoauuUIMPyIOT 10 WK TTOCIIE CTAINH CYTH(OHMINPOBA-
HHSL APOMAaTHYECKOTO CIHUPTA TPH MOMOIIH PEAKIH CyIb()OHUIUPOBAHUS, HYKICO(PUIBHOTO 3aMELICHHS U allu-
JUPOBaHUS C TIOTydeHHeM coeauaenus hopmysl (IV)

X
MO OSO,R
Iv)

B KoTopoi X' mpenctasiser coboii rpymmy -CH,-OH, -CH,-NH-CO-CHj; unu (2,5-muokconupponuaus-1-
win)Metwi 1 R npeacrasnser coboit rpynmy -CHj, -(CH,),-CHj;, -CF; wu Toxyw;

npuydeM coenuaeHue popmyisl (IV) moxBepraroT peakuny J1e30KCUTeHUPOBAHMS B IPUCYTCTBUH NTEPEX0/I-
HOTO METaJljla ¥ BOCCTAHOBUTEJIS C MOJIyUYEeHHEM:

win, ecin X' npeacrasisier co6oit rpymmy -CH,-NH-CO-CHj;, HenocpeacTBeHHO coenHeHuUs popMyItbl
(I), xoTOpOE BBIAEISAIOT B BUIE TBEPIOTO BEIIECTBA;

i coequHeHHsT popmyisl (V)
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MeO
V)

g

B KoTopoit X" npexcTasisier coboit rpymry -CH,-OH nnn (2,5-anokconnpponnanH- 1 -nin)MeTus;

npudeM coepnHenue Gopmyssl (V) MoJaBepraroT peakuusM CyiIbGOHWINPOBaHNS, HYKJICO(PHIHLHOTO 3aMe-
IIEHHS, BOCCTAHOBJICHUS W/WJIM allMUIMPOBAHUS C TOJNydeHneM coefuHeHust Gopmyisl (1), KoTopoe BBIIEISIOT B
BUJI€ TBEPJOTO BEILECTBA.

4. Cnoco6 npoMBIIIIEHHOTO CHHTE3a coequHeHusT popMyssl (1)

NHCOMe
MeO
o)}

o8

OTJIIMYAIOIINHCS TEM, YTO B PEAKIHIO BBOIAT 7-MeTOKCHHAa(dTamuH-2-011 popmyist (11)
MeO OH

(I

q

B KOTOpKIH B motoxenun 1 coequaenust popmyis (I1) BBogsaT rpymnmy -CH,-X, B koTopo#i X npeacTaBiser
coboit rpynmy -CH=CH,,
¢ osryyenueM coenuaenus popmyist (111)

MeO,

(I

I >
o
T

B KoTopoit X mpencrasiuseT coooit rpymmy -CH=CH,;

npuaeM coenuHenue ¢opmynbl (III) moaBepraroT peakumu CyIb(QOHWIHPOBAHUS TIO aPOMATUICCKOMY
CIIUPTY W 3aMecTUTeNbh X coeanHeHus Gopmyns! (I11) MoagupuUIMPyIOT 10 WK TTOCIIE CTAINK CYTH(OHMINPOBA-
HHSI apOMATHYECKOTO CIUPTA MPH NOMOIIN PEAKLIUK OKUCICHHS W/WIIM OKHCIUTENILHOTO PACIIEIUICHHUS C MOy~
geHueM coeauaenus Gopmyasl (IV)

MeO. 0SOR

(Iv)

&

B kotopoii X' npenctapisieT coboit rpymmy -CHO wiu -CH(OH)-CH,-OH u R npencrasnser coboit rpym-
ny -CHj3, -(CH,),-CH3;, -CF; wiu tomywin;

npudeM coenuHenue Gopmyisl (IV) moasepraroT peakiuu Je30KCUICHUPOBAHUS B IPUCYTCTBUH MEPEXO/I-
HOTO METaJlla ¥ BOCCTAHOBUTEIIS C MOTydeHHEeM coequHeHus Gopmyist (V)

"

MeO
V)

g

B koTopoit X" nmpencrasisietr coboit rpymnmy -CH,-OH wnn -CH(OH)-CH,-OH;

npudeM coepnHenue Gopmyssl (V) MoaBepraroT peakuusM CyiIbGOHWINPOBAHNS, HYKJICO(PMIHLHOTO 3aMe-
IIEHHS, OKHCIMTEIHHOTO DPAaCIIEIICHUs, BOCCTAHOBJICHHS W/WIN AlMJIMPOBAHMS C ITIOJyYCHHUEM COEIUHEHHS
¢dopmysl (I), KOTOpOE BEIAENSIOT B BUJE TBEPAOTO BEIIECTBA.

5. Cnoco6 mo 1.1, oTinyaromuiicst TeM, 4to npespamienue coenuaenus Gopmyisl (I1) B coenunenue dop-
mynsl (III) ocymecTBiIsIOT mocpencTBoM AeHCTBUS opMaibIeriuia U TMMETHIaMHHA C TTOJy4eHUEM COeJHHE-
aust popmysl (111).

6. Cnioco6 1o 1.4, OTIUYAONIUICS TeM, UTO NpeBpameHue coenuaerus Gopmynsl (I1) B coequHenne dop-
Myl (I11) oCyImecTBIISIOT IOCPEACTBOM JIEHCTBHUS AJUTHIIOPOMUAA C MTOCIEAYIONMEH TEPMUIECKON TTepeTpyIIn-
POBKO# ¢ mosmydenneM coenuHeHust popmynsr (I11).
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7. Cnoco6 no mobomy u3 . 1-4, oraugaromuiicst TeM, yto coeaunenue Gopmynst (111) momywaror crioco-
60om 1o 1.5 wm 6.

8. Crioco6 1o mobomy u3 1. 1-4, OTIUYaroImuics TeM, 9TO TpH TpeBparieHnn coeauaenus Gopmyssl (I11)
B coemuHeHue Gopmynsl (IV) cramuio cyabQOHWIMPOBAHUS OCYIIECTBISIOT MOCPEICTBOM JEHCTBHUS CYIb(O-
HIIXJIOPHUIA, CYTE(OHOBOTO aHTHAPHUIA MU CYIbHOHUMUAA.

9. Cnoco6 1o mobomy u3 . 1-4, oTIUYarOMuUics TeM, 9TO TpeBparienne coenunenus Gopmynsl (I11) B
coenuHenune hopmydnl (IV) coctout u3 craguu CyabHOHUINPOBAHUS apOMATHIECKOTO CIIUPTA C MOCIEAYIOMEH
MoauduKarer rpymnmbl X B COOTBETCTBUU € JIFOOBIM 13 Til.1-4, Tae X sIBiIseTCs TaKuM, Kak ompesesieH B hop-
mysne (IID).

10. Cnoco6 no nro6omy u3 1. 1-4, oTianyaromuiics TeM, 4To npeBpauienue coenunenus dpopmyast (I111) B
coenunenue Qopmynsl (IV) cocront B Moaupukanuy rpynnsl X B COOTBETCTBUM C JIIOOBIM 13 mil.1-4, mocie
Yero cieayeT CTaaus Cylb(OHMIMPOBAHHS apOMaTHYECKOTO CIHUPTA, rie X SBISETCS TaKHM, KaK ONpesesieH B
¢dopmyne (III).

11. Crioco6 mo nrobomy w3 min. 1-4, oTnuuarommuiics TeM, 4yto coeaunerune Gopmynsl (1) moxywaror cro-
cobom 1o oxHOMY U3 T.8-10.

12. Crioco6 1o aro60oMy u3 Til. 1-4, OTIUYAIOMIUIACS TeM, U4TO MpeBpalieHne coenuaeHus popmyist (IV) B
coenuHeHne Gopmyatsl (V) OCYIMECTBIISAIOT B IPUCYTCTBUH HUKEIS U THAPUIA.

13. Crioco6 1o ar060oMy u3 il. 1-4, OTIUYAIONMIUIACS TeM, U4TO MpeBpalieHue coennaeHuss popmyist (IV) B
coenuHeHne Gopmyisl (V) OCYIMECTBISAIOT B IPUCYTCTBHUH TTAJUIAIUS ¥ BOJOPOIA.

14. Crioco6 1o r060oMy u3 mil. 1-4, OTIUYAIOMIUIACS TeM, U4TO MpeBpalieHne coennaeHust popmyist (IV) B
coenuHenue popmyiisl (V) OCyIIECTBISIOT B IPUCYTCTBUH HaUIAIUsl U MEITOYHO-3eMEIbHOTO MEeTaJlIa.

15. Cnoco6 o moboMy 13 111.1-3, OTIIMYArOIIMICS TeM, 4TO MpeBpalieHue coeanHenus popmyist (IV), B
koTopoit X' mpencrapisier coboii rpymmy -CH,-NH-CO-CH3;, B coenuaenue ¢hopmyss! (1) ocyecTBISIOT B MpH-
CYTCTBHUH HUKEIISA U THAPHUJIA.

16. Crioco6 1o moboMy u3 1. 1-3, OTIIMYArOIIMICS TeM, 4To MpeBpalieHue coeanHenus popmynst (1V), B
koTopoit X' nmpeacrapisieT coboit rpynmy -CH,-NH-CO-CHj3;, B coenunenne Gpopmyst (I) ocymecTBIsSIOT B IpH-
CYTCTBHH NAJJIaIUS U BOJOPO.IA.

17. Cnoco6 o mobomy u3 mil.1-3, OTIHYAIONTHICS TeM, 9TO MpeBpaiieHue coenquaeHust Gopmynst (IV), B
koTopoit X' nmpexacrapisier coboit rpynmy -CH,-NH-CO-CHj3;, B coenunenne Gpopmyst (I) ocymecTBISIOT B IpH-
CYTCTBHH NAJJIaIUS U MIEIOTHO-3eMETHHOTO METaIa.

18. Coenunenune ¢popmyasr (I111)

MeO OH
(TIn)

B kotopod X mpencraBisier coboit rpymmy -N(CHj;),, -CO-N(CH,-Ph),, -CH,-OH, -CH=CH, wm
-CO-NH,.

19. Ilpumenenne coenunenust Gpopmyinsl (I11I) mo n.18 B cuaTe3e aromenatnna Gopmysns (I) cormacHo cro-
co0y 1o Jirobomy u3 . 1-4.

20. Coenunenune dpopmyisl (IV)

MeO OSO;R
Ivy

B kotopoi X' mpencraBmser coboit rpymmy -CN, -CO-NH,, -CH,-OH, -CHO, -CH,-N(CH,-Ph),,
-CH,-NH-CO-CHj;, -CH(OH)-CH,-OH wunm (2,5-guokconupposmans-1-wn)metist 1 R mpencrasiser coboi
rpynmy -CHs, -(CH,;),-CHs, -CF; umu Tomywt.

21. Coeaurenue 1o .20, oTaHYaroIIeecst TeM, 9YTO YKa3aHHOE COCIMHEHIE BEIOPAHO U3

TpupTOpMETaHCYIB(pOHAT |-(IIHaHOMETHIT)-7-METOKCHHA(DTAINH-2-1I1a;

4-metnnben3oncynbpoHar 1-[2-(aneTuiaaMuHO )ITHI |- 7-MEeTOKCHHA( TATHH-2-1J1a;

TpudTOpMeTaHCYIb(pOHAT 1-[2-(MnOeH3MIaMUHO )3 THII |- 7-MeTOKCHHA(D TaIMH-2-1J1a;

npomnas-1-cynbhonar 1-[2-(aneTHIaMuHO )3T -7-MeTOKCHHA(D TaTIMH-2-1J1a;

npomnas-1-cynbponar 1-[2-(2,5-1noKconupponuanH-1-1i)3THi] - 7-MeTOKCHHAP TATHH-2-1J1a;

4-meTun6eH3oncyabGonHar 1-(2-ruapoKCHUITII)-7-MeTOKCHHA( TATHH-2-1J1a;

4-metunoden3oncynbponar 1-(2-aMHHO-2-0KCOITHI)-7-METOKCHHAPTAINH-2-HITa;

4-MeTUnOeH30CYIB(POHAT 7-MEeTOKCH- 1 -(2-0KCOATHIT)HA TATHH-2-HJ1a;

4-metunoden3zoncynbponar 1-(2,3-TUruapoKCUTIPOITIII)-7-METOKCUHA( TATNH-2-1JIa.

22. Tlpumenenne coeauHenus Gopmyinsl (IV) mo m.20 wim 21 B cuHTe3e aromenatuaa Gopmynst (1) co-
TJIACHO croco0y 1o Jirobomy u3 mir. 1-4.
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23. Coenunenne Gopmyist (V)
X"

MeQ

V)

KOTOpOE TIPECTaBIsAET CO00M

1-[2-(7-meTokcuHad TaINH- 1 -¥IT) 3 THII | IUPPOIMIUH-2,5-TUOH;

3-(7-meroxcunadranuu-1-un)nponan-1,2-auoir.

24. Ilpumenenne coequuenus popmyssl (V) mo .23 B cunTe3e aromenatuHa Gopmyisl (I) cormacHo cro-
co0y 1o Jirobomy u3 . 1-4.

25. (2-I'mppokcu-7-meTokcuHadTaINH- 1 -M)aleTOHUTpHA, 4-MeTHiIOeH30iICynb(oHaT 7-MeToKcH-1-(2-
{[(4-meTundennn)cynbhoHMI JOKCH } 5TH)Ha TannH-2-wia, TpornaH-1-cyiasdonar 7-meTokcu-1-{2-[(npomu-
CyIb(HOHWIT)OKCH |3THI } Had TaTMH-2-1ja 1 aneTaT 1-[2-(ameTniiaMuHo )3T ]-7-MeToKkcHHa( TaTH-2-HJIa.

26. I[Tpumenenne (2-TUIPOKCH-7-METOKCUHAPTAINH-]-1T)alleTOHATpIIIA, 4-MeTHIOeH30ICcynbdonata 7-
MeToKCH-1-(2-{[(4-MeTundenmn)cynbHoHMIT|oKCH  dTH ) Had TaNHH-2-1i1a, TpomnaH-1-cynbdoHaTa 7-MeTOKCH-1-
{2-[(mpormucynb(pOHMI)OKCH |3THI } HapTamuH-2-11a u  anetara |-[2-(aneTuaaMuHo )3T |-7-MeToKcHHadTa-
TUH-2-1a 1o .25 B cuHTe3e aromenatuHa Gopmyisl (I) cormacHo criocoby 1o mrodomMy u3 . 1-4.

27. Coenunenne dpopmyisl (VI)

(0

VD)

28. [Ipumenenue coenunenust popmynsr (VI) mo m.27 B cunTe3e aromenaruna ¢popmyist (I) cornacHo cno-
co0y 1o 1.2 wu 3.
29. [Ipumenenune 7-metokcuHadTannH-2-o1a popmyst (1I)
MeO OH

" .

B cuHTe3¢e aromenaruna ¢popmyisl (I) cormacHo crocoOy 1o JodoMy u3 1. 1-4.

@ EBpasuiickasi NnaTeHTHasl opraHu3aums, EAMB

Poccus, 109012, MockBa, Manblit Yepkacckuii nep., 2
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