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Pazpaboran Mmeron moiydeHHS paHee TPYAHOIOCTYHHBIX TeTepO(YHKIHOHAIBHBIX NPOU3BOAHBIX 3,3'-Cynb(pOHMIANOESH30MHON
KHCIJIOTBI, COAEPXKALINX AMHHO-, aJIKHJIAMHHO-, THUAPOKCH- M AJIKOKCH3aMECTUTEIH B BUIIMHAIGHOM IOJIOKECHUU K CYIb(GOHUIBHON
rpymme. [loka3aHo, 4TO B MSTKHX YCJIOBHSX B3aHMMOJCHCTBHEC METHIOBOTO 3dupa 4-HuTpo-10,10-mmokcodenokcarnnt-2,8-aukap0o-
HOBOH KHCIOTHI ¢ aMuHamMH u O-Hykineo)WwIaMH IPOHUCXOAMUT C PACKPHITHEM OKCAaTHHHOBOTO IHKJIA, NPHYEM HYKIeO(DHUIbHOE
3aMelIeHHe ITPOTEKaeT CKIIOUUTEIILHO 0 MOJIOKEHHMIO 4a (peHOKCaTHUHHA.

KnroueBble cioBa: apoMaTHiecKue AUKapOOHOBEIE KUCIIOTHI, JHAPHICYIb(OHEL, 3,3'-cynbhoHnnandeH3oiiHas Kucnora, peHoKCaTHHH,

apoMaTUu4€CKoe HyKJ'ICO(i)I/IJ'H:HOG 3aMCIICHUC.

CynbdoHBL, U B 4aCTHOCTH NAPHICYIIL(GOHBI, C pa3iny-
HBIMHA (byHKL[I/IOHaHBHBIMI/I rpyomnamMu SABJIAKOTCA HIUPOKO
pacripoctpaHeHHbIM (hapMako(OpoM M NPHUBIEKAIOT HPHUC-
TaJIbHOE BHUMaHHE HCCIIEIOBATEIIeH, 3aHATHIX CO3AaHHEM
HOBBIX JIEKAPCTBEHHBIX HpemnapaToB. Cpenu MpOU3BOIHBIX
JMapuiICyab(QOHOB HCCIENYIOTCS M HAILIM NPUMEHEHHE
JICKapCTBCHHBIC npenaparsl JJIs1 JICUCHU S MaJIsIpyuu,
MHUKPOOHBIX M TPHOKOBBIX MHGEKIHHA, 06e300IuBaromue u
HECTEPOUIHBIE TMPOTUBOBOCHAIUTEIBHBIE HperlapaTI)I,k5
cenextuBHble nHrHOUTOphl COX-2.° Mpenapats! s nede-
mus CITMJTa, "' pakoBeix 3a6oneBammit.'’ IIpemnoxeHo
00JIbILIOE KOJIMYECTBO METOJOB Uil (POPMHUPOBAHUS JHAPHUII-
cynb(oHOBOTO (parMeHTa: OKUCICHUE COOTBETCTBYIOIINX
MApHIICYTbhUI0B MM CYIb(OKCHIOB, >~ KiaccHueckas
peakmust  Dpunens—Kpadrca apuncynbdoxiopuoB  u
apEHOB B IIPUCYTCTBUU KHCIIOT JIbtonca,'®!” coueranne
cojiell Cynab(UHOBBIX KHCIOT W apUIMOAMIOB C HCIOJb-
30BAHUEM MCIHBIX W ITAJJIAJHCBBIX KaTaHI/I3aTOpOB,18’19 a
TaKkKe KaTaJu3MpyeMoe MajulafiieM KpOCC-COueTaHHe
apUIGOPHBIX KHCIOT 1 apuicyibhoxmopunos.”?' Ommako
BCE 3TU METOJbl UMEIOT P OTPaHWYEHHUIl, 0COOEHHO TpHU
HEOOXOIUMOCTH TOJY4YEHHUS TeTepodyHKINOHATBHBIX [IH-
apUIICYITH(OHOB C XUMUIECKH JTAOITEHBIMU (DYHKITHSMH.

B mocnennme ronmel rerepodyHKIHMOHAIBHBIE THAPHII-
CyJ'H)(bOHBI AKTUBHO HCCIIEAYIOTCA IJId JICUHCHNUA KOTHUTHB-
HBIX paccTpoiicTB. Mcxoas w3 mpeioKeHHBIX (hapMako-
(hopHBIX Mozenel aHTaroHWCToB penentopoB S5-HT,a

© 2016 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

5-HT4, HamOoyiee NEPCIEKTUBHBIMH CUYUTAIOTCS COCIH-
HEeHHUs, B KOTOPBIX apOMAaTHYECKHE IUKIBI COCAMHEHBI
JIEKTPOHOAKIETITOPHBIM ~ CYJIL()OHOBBIM ~ MOCTHKOM U
coJiepkaT MPOTOHOJOHOPHBIE 3aMECTHTENI B BUI[MHAJIb-
HOM IOIIOKEHHH K Cy/Ib()OHMIBHOI rpymme. ™ >

B naHHOH cTaThe NpenCTaBIEH HETPUBHUAIBHBIH METOH
CHHTE3a MPOU3BOAHBIX 3,3'-Cynb()OHITIIOCH30MHON KHCIIOTHI
3a—g B3amMoOACHCTBHEM TUMETWIOBOro 3¢dupa 4-HUTPO-
10,10-auoxco-1 Oké-q)eHOKcaTI/IHHQ,8-;[I/IKap60HOB0171 KHUCJIO-
THl (2) ¢ amuHamu u O-Hykireodmiamu. OOHapyKEHHOE
TpeBpalieHne HUTPO(GEHOKCATHHHA 2 TIO3BOJISIET, UCIOJNB3Ys
MPOCTBIE TPEBPAICHUS] U JOCTYITHBIE HCXOIHBIC COEIMHE-
HMSI M PEareHThl, MoJydarh pa3HOOOpasHble TeTepoyHKINO-
HallbHbIE JAMApWICYIb(OHBI, COAEpKallhe THUAPOKCH-,
QJIKOKCH-, aMHHO- M JIKWJIAMHHO3aMECTHUTENIN B BUI[HHAIb-
HOM TIOJIOKEHUHM K Cynb(oHWIBbHOH rpynmne. CTpykTypa
o0pa3yrommxcst Cylb()OHOB XOpPOIIO KOPpEIUpyeT ¢
NpeI0KEHHBIMU  (papMakoOpHBIMH MOJEJISIMH  CEPOTO-
HUHOBBIX PELENTOPOB- ¥ JaHHAs CepHs COEAMHEHUH
MOXET TMPEACTaBIATh HHTEpEC Ml HWCCIEIOBaHMS B
KauecTBe aHTaroHUcToB peuentopoB 5-HT, u 5-HTs.

Wcxonnas  4-uutpo-10,10-1uokco-10A°-deHokcaTnun-
2,8-mukapboHoBas kuciota (1) MokeT OBITH MONTydeHa C
BBICOKHM BBIXOJIOM IO OIMCAHHOM HAMM paHee METOIHKe
13 KOMMEPYECK! A0CTyNHOH 4,4'-0KcHanOeH30MHOM KNCIIOTHIL.

VYuureiBass HalM4YUe B MOJIEKyse coeinHeHus 1 Ooub-
HIEr0 KOJIMYECTBA 3JIEKTPOHOAKLENTOPHBIX 3aMECTUTENCH,
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Cxema 1
12 K2CO3, Hy0 (for 4a) COMe
OD\ POCI3 D\ or NaOMe (for 4b) /@i /©
Ho2C o COM - ogn MeOL COMe 5y 6ooc.5-6n  MeOLC o 4
! 2 (R=H)
b (R Me)
R'R2NH | DMSO
K,CO3 | 50-60°C, 5-6 h
3aR'=R%?=H
1 - p2 =
bR'=R?=Et CouMe
¢ R"+ R2 = (CHy)s O2N NR'R2 NR'R?
d R"+ R? = (CH2)20(CHo),
eR'=H,R2=n-Pr D\ .
fR"=H, R? = n-CgH47 MeO,C 3 \\ CO,Me g o
g R" = H, R? = (CH,),0Me MeO,C sag

MPEACTAaBISUIOCh MHTEPECHBIM HM3YYUTh B3aUMOJACHCTBHUE
HYKJICOQHJIBHBIX ~PEAareHTOB C JTUM  COEIUHEHHEM.
Oxumanoce, 4YTO COINACOBAaHHOE BIMSHHE Cpa3zy Tpex
AJIEKTPOHOAKIENITOPHBIX TPYII B OJHOM W3 apoMaruye-
CKMX LIMKJIOB BBI30BET 3HAYUTEIBbHYIO aKTHUBAIMIO I0JIO-
xeHust 4a GeHokcaTuHA K unco-aTake Hykieoduiamu, a B
KayecTBE HykiIeodyra BMECTO HHUTPOTPYMIbI OyJeT
BBICTYNaTh ()eHOJIbHAS rpymnmna. TakuM o0pa3oM, peakuus
OylIeT mpoTekaTbh C PAaCKPBHITHEM OKCATUMHOBOTO IIHKIIA,
NPUBOZSL K 00pa3oBaHUIO TeTepO(QYHKIHMOHAIBHBIX IPO-
n3BoAHBIX 3,3'-cynbdoHnnauben3oitHol KucaoTel. s
ynoOcTBa paboThl nuKapOOHOBas KucioTa 1 ObLia mepe-
BEJICHA B COOTBETCTBYIOIIMIN AMMETHIOBBIN 3¢dup 2 oOpa-
0OTKO# BYKpaTHBIM M30BITKOM OKcuxyopuia ¢ocdopa B
MeTaHone.*

BblI0 yCTaHOBIIEHO, YTO B3aUMOJEHCTBUE IUMETHIIO-
Boro odupa 4-uuTpo-10,10-1r0KCc0-10A -herokcaTnnn-
2,8-muKapOOHOBOHM KHCIIOTH! (2) ¢ MUIIEPUANHOM B Cpefe
anpotoHHoro pacteopurens (JAMCO) B mnpucyrcTBun
kapbonara xamus npu 50—60 °C mpoTekaeT ¢ pacKphITHEM
OKCAaTHHHOBOTO IHWKJIa M 00pa30oBaHHEM MPOU3BOIHOIO
3,3'-cynbdonnnnndensoiinoit kuciaorel 3¢ (cxema 1). Kax
U Tpenmnojarainoch, pa3pelB cBsi3u Ar—O 00ycioBieH
AKTUBHPYIOIIUM JIEHCTBHEM 3JIEKTPOHOAKIENTOPHBIX IPYII
B Opmo- W napa-ToJOXEHUAX, B Pe3ysbTaTe HYKJICOPIIIb-
Hasl aTaka MPOTEKAeT UCKIIIOYHUTEIbHO MO TOJIOKEHHUIO 4a
(eHokcaTrHA. BeposTHO, NUMHUTHpYIONIEH CTaauel Mpo-
1iecca SBJSIETCS ICMPOTOHMPOBAHUE IO/ ACHCTBHEM OCHO-
BaHUS 00pa3yoIIEeTocs ¢ aMHHOM G-KOMIUIEKca A, Ha 9TO
YKa3bIBa€T CYIIECTBEHHOE 3aMEUIEHUE PEaKIuH B MIPOTOH-
HBIX pacTBopuTensx. Tak, mpu 3amene JJMCO OyraHoioMm
HE HaOMomanoch o0pa3oBaHUs IUApUIICYTb(hOHA Jake
MoCJIe JUIMTENHHOTO HarpeBaHus. JIOMOIHUTENBHBIM JIOKa-
3aTeNbCTBOM IPOTEKAHMWSA PEAKIMU 0 MEeXaHU3My SyAT
SIBJISIETCS HEOOXOAMMOCTD HMCIOJIb30BaHUSI OCHOBAHHMS JIIS
KaTanm3a 9Toro mponecca.”’ OTCyTCTBHE KapboHATA KaIns
MPUBOJUT K OOpPA30BaHHIO IIEJEBBIX MPOAYKTOB JIHIIb B
CJIEJIOBBIX KOJIMYECTBAX Jake HpH OONBIINX H30BITKaX
amuHa. CrielyeT OTMETHUTh, YTO HAJIHYHE CIOKHOI(DUPHBIX
IPYII  SBUJIOCH HEOOXOJMMBIM YCJIOBHEM IPOTEKaHUs
HYKJICO(QHIBHOTO 3aMeleHns. [Ipy npoBeaeHNN peaKkny B
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AQHAJOTUYHBIX YCIOBHSAX C JUKapOOHOBOH kucimotod 1
mocjae 0OpabOTKHM OBUIO BBIICICHO TOJBKO HCXOIHOE
COeIMHEHUE. DTO OOBSACHAETCS OTCYTCTBHEM JJIEKTPOHO-
aKIEeNTOPHOTO 3(deKkTa y KapOOKCWIATHBIX TpyI, oOpa-
3YIOIIMXCS MPU B3aUMOJICHCTBUH C TIOTAIIOM.

Jusdup 2 nerko BCTymaeT BO B3aHUMOJCHCTBHE C Ipy-
TMMH TIEPBHYHBIMH W BTOPUYHBIMH alM]aTHYECKUMU
aMHHaMH, a TakXke aMMHaKoM ¢ 0Opa3oBaHHEM COOTBET-
CTBYIOITNX 4-aMUHOIIPOU3BOIHBIX 3a—g, BBIXOBI KOTOPBIX
nocturanu 70% (cxema 1). Peaknms okazaiach BechMa
YYBCTBUTEIbHA K IPUCYTCTBHIO BOJBl B PEaKIHMOHHOU
cMmecu. IIpruMeHeHre HeTOCTaTOYHO OCYIIEHHBIX MCXOAHBIX
COEIMHEHUI WIN PACTBOPUTENEH NPUBOAUT K CHUKECHUIO
BBIXOJIOB IIEJIEBBIX IPOAYKTOB M OOpa30BaHUIO 3HAYH-
TENIBHBIX KOJIMYECTB METHJIOBOro 3¢upa 4-TuApOKCH-
3-{[2-ruapokcu-5-(MeTOKCHKapOOHMT ) HEHIII | CYTbPOHIMI | -
5-HUTPOOEH30MHON KHUCIOTH (4a) — IPOXyKTa KOHKYpPH-
pyolIel peakuu ¢ THAPOKCHI-aHHOHOM. HemocpencTBeH-
HOE B3aMMOJICHCTBHE HUTPO(EHOKCATUMHA 2 C BOJOW B
mpUCYTCTBUH KapOoHaTta kamus B JIMCO mpotekaer
MIPAKTUYECKH C KOJMYECTBCHHBIM BBIXOI0M. AHATIOTHYHBINA
mpoaykT 4b ObUT MOTy4YeH MPH B3aWMOJICHCTBHU COEIH-
HEHM 2 C METWJIaTOM HaTpHs, YTO IIOKa3bIBAeT €ro
BBICOKYIO PEAKIIMOHHYIO CIIOCOOHOCTH M IO OTHOIICHHIO K
O-aHnoOHaM, KaK MUHUMYM K aJIKOKCHJIaM.

Takum o00pa3oM, NpeaIokeH OTHOCHTENBHO IPOCTOI
crnoco0 TMOMy4YeHHs paHee TPYTHOIAOCTYIHBIX TIeTepo-
(YHKIMOHANBHBIX TUAPHICYIH(GOHOB, COJIEPKAIMX aMHHO-,
AIKUIIAMHMHO-, TUIPOKCH- U aJKOKCH3aMECTUTENIX B BUIU-
HaJIbHOM MOJIOKEHHH K CyIb()OHMIBHON rpymIe.

3KC]’ICpﬂMeHTaJ’ILHafl HacTb

UK cnexTpsl 3apeructpupoBaHsl Ha mpubdope Specord
M-80 B Tabnerkax KBr (paGouas o6macts 4004000 cv ).
Cnektpsl IMP 'H u "°C 3apeructpupoBaHbl Ha CHEKTpo-
merpe Bruker Avance-500 (500 m 125 MIu coort-
BerctBeHHO) B JIMCO-ds (coenunenust 3a,b,d, 4a) u B
CDCI; (ocTanbHbBIE COSTUHEHNS), BHYTPEHHUI CTaHIApT —
curnansl pactopurerneii (CDCly — 7.26 m. a. st siaep 'H,
77.0 M. A. Ui saep B¢ JAMCO-dg — 2.50 M. 1. ans saep
'H, 394 M. a1 g smep C). Macc-crieKTpsl 3aperu-
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cTpupoBaHbl Ha komiiekce BOXX Accela ¢ macc-nerek-
topom LCQ-Fleet (TpexmepHass HWOHHas JIOBYIIKa) B
PEKUME DIIEKTPOPACHBUICHHS, JETEKTHPOBAHUE IIOJIOKH-
TenbHBIX HOHOB, CID 35%. DneMeHTHBIM aHaIU3 BBITIOJHEH
Ha 3neMenTHOM CHNS anamuzatope vario MICRO cube.
Temmepatypsl MiaBieHus onpeaeneHs! Ha 61oke Koduepa
¢ anekTpoHHBIM TepmomeTrpoM Hanna HI 93530. Kontpons
3a TPOTEKaHUEM pPEaKIMH M YHUCTOTOH CHHTE3MPOBAHHBIX
coeanHeHUil ocymectsiaeH merogoM TCX Ha ruracTuHax
Merck Cromatofolios AL TLC 20 x 20 cm Silica gel 60
F254 (mposiBnenne Y® cBerom), amoeHT EtOAc nmbGo
PhMe—EtOAc, 1:1. Ounctky 1 aOCOMIOTHPOBAHUE PACTBO-
puTeNeil U peareHTOB MPOBOAMIN OOBIYHBIMH METO/AMH.
Yucrora peareHTOB W DPAcCTBOPUTENEH COOTBETCTBOBAJA
kBanu¢ukanuy "4" mwm "u. 1. a.".

JlumeTmoBblii  3pup  4-uurpo-10,10-amoxco-101°-
(penoxcarunn-2,8-nukapooHoBoii KucaA0THI (2). B o1HO-
TOpIyl0 KOJOy, CHaOXCHHYI0 MAarHHUTHOW MEIIATKOW W
00paTHBIM XOJOJWIBHUKOM, nomeniatoT 18.25 r (0.05 moins)
4-umtpo-10,10-mm0Kco- 101 -heHokcaTniH-2,8-HKapOOHOBOI
kucnotel (1) u 400 mn MeOH. IlonyueHHyI0 CyCHEH3UIO
HarpeBarT 10 kumneHus ¥ 100aBmsoT 10 mia (0.10 momb)
POCIl;. PeaknmoHHYI0 cMech KHISITAT B TedueHHE 6—8 ,
OXJIAXJAIOT J0 KOMHATHOM TeMmImeparyphl, pa30aBisiOT
TOJIyOJIOM U TIPOMBIBAIOT IOCJIENOBaTeNlbHO BojxoH, 10%
pactBopom NaHCO; u Bojo#, 3atem cymaT Haj Na,SOy.
PactBoputens ymapuBaroT B Bakyyme. Brixom 17.88 T
(91%), Geneiii mopomiok, T. wi. 179—181 °C. UK cmektp,
v, eM ' 1729 (CO), 1603 (C—C Ar), 1545 (NO,), 1475,
1436 (CHj), 1401, 1319 (SO,), 1295, 1271, 1153 (SO,),
1116, 1068, 982. Cnekrp SIMP 'H, &, m. 1. (J, I'm): 4.00
(3H, c, CO,CHj); 4.04 (3H, c, CO,CH3); 7.61 (1H, &,
J=9.0, H Ar); 8.40 (1H, n. n, J=9.0,J=2.0, H Ar); 8.78
(1H, n, J = 2.0, H Ar); 8.85 (1H, n, J = 2.0, H Ar); 8.96
(1H, n, J = 2.0, H Ar). Crextp IMP °C, §, m. 1.: 53.4;
55.9; 120.0; 124.9; 125.9; 127.5; 127.8; 129.0; 129.7;
130.6; 135.9; 139.2; 146.9; 153.1; 162.8; 164.1. Haiineno, %:
C 48.63; H 2.92; N 3.60; S 8.19. C;¢H;1NOyS. Beruuc-
neno, %: C 48.86; H 2.82; N 3.56; S 8.15.

Cunre3 coenuHeHuii 3a—-g, 4a,b (oOmas MeToaMKa).
B opsoropmnyro xondy, cHabXEHHYI0 MarHHUTHOW Merai-
kot u nednermaropom, momemaroT 0.30 r (0.76 mMMmoIb)
MeTHIoBOro 3¢wupa 4-Hutpo-10,10-mmokco-10A -(eHoKcaTniH-
2,8-muKapOOHOBON KHUCHOTH (2), 3—4-KpaTHBIH H30BITOK
COOTBETCTBYIOIIEr0 Hykieodwna (crmpt, amuH, H,0), 0.40 r
(2.90 mmonp) K,CO; n 10 M IMCO (B cuHTE3e coenu-
HeHus 4b B kadecTBe Hykjieo¢mia ucrmonb3oBaimn 0.16 T
(3.00 mmoms) MeONa 6e3 mob6aenenust K,CO;). Peak-
LHOHHYIO cMech nepeMentnBaroT pu 50-60 °C B TeueHue
5—6 4, KoHTpoIHpYs X0o1 peakmuii MeTogoMm TCX. 3arem
peaknnoHHyto cMech BbutMBaKOT B 50 mn 1% pacTtBopa
HCl, mnomyuennsii mpomykT sxcrparupyior EtOAc
(2 x 25 mu1). OKCTPAKT MOCIECAOBATEIFHO IPOMBIBAIOT BOJOI
u HacwimeHHbIM pacTBopoM NaCl, cymaT Hag 6€3BOHBIM
Na,SO4. PactBOpuTEns ymapuBamT, CHIPOH MHPOIYKT
OYHMIIAIOT KOJIOHOYHOM Xpomarorpadueil Ha CHIIMKareie,
amoeHT PhMe—EtOAc (rpaauent ot 5:1 no 1:5).

MetunoBblii 3¢up 4-amuno-3-{[2-ruapokcu-5-(MeTokcu-
KapOoHuI)peHua]cyabPpoHn}-5-HuTpodeH30iiHONH KHC-
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aorbl (3a). Bexox 0.17 r (53%), xelATO-KOPUYHEBBIH
MOPOIIOK, T. . 172-173 °C. UK cnextp, v, em ;1718 (CO),
1688, 1627 (N-H), 1601 (C-C Ar), 1556 (NO,), 1525,
1469 (CH3), 1418, 1346, 1290, 1220, 1147 (SO,), 1112,
1055, 991. Cnextp IMP 'H, §, m. x. (J, T'm): 3.86 (3H, c,
CO,CHs;), 3.89 (3H, ¢, CO,CHj); 7.01 (IH, a, J = 9.0,
H Ar); 7.96 (2H, ym. ¢, NH»); 8.10 (1H, n. o, J = 9.0,
J =120, H Ar); 8.57 (1H, n, J = 2.0, H Ar); 8.69 (1H, n,
J =20, H Ar); 875 (1H, o, J = 2.0, H Ar); 12.31 (1H,
yur. ¢, ArOH). Cnektp SIMP B, 8, m. o 52.2; 52.5;
114.8; 118.1; 120.3; 124.1; 124.4; 130.9; 132.9; 133.2;
137.2; 139.2; 144.9; 160.0; 163.8; 164.8. Macc-criektp, m/z
Uoms %): 433 [M+Na]”™ (100), 411 [M+H]" (30), 379
[M—OCH;]" (100). Haiineno, %: C 46.82; H 3.51; N 6.87;
S 7.79. CisHisN,OoS. Brwrumcneno, %: C 46.83; H 3.44;
N 6.83; S 7.81.

MertunoBblii 3¢up 3-{[2-runpokcu-5-(MeTOKCUKAPOOHMIT)-
enni]cyabgornn}-4-(IMITHIAMIHO)-5-HUTPOOEH30HHOMH
kuceaotTsl (3b). Beixon 0.25 r (71%), skeATHIH MOPOUIOK,
T. . 216-217 °C. UK cnektp, v, em s 1730 (CO), 1693,
1604 (C—C Ar), 1540 (NO,), 1506 (C-C Ar), 1435 (CHy),
1364, 1307 (SO,), 1286, 1200, 1156 (SO,), 1142, 1112,
1058, 983. Cnextp AMP 'H, §, M. 1. (J, Tu): 0.57 (6H, T,
J =17.0, N(CH,CHjs),); 2.86 (4H, kB, J = 7.0, N(CH,CHj3)
2); 3.86 (3H, ¢, CO,CHj3); 3.94 (3H, ¢, CO,CHj3); 6.94 (1H, n,
J=28.5,H Ar); 8.08 (1H, . n, J= 8.5, J=2.0, H Ar); 8.53
(1H, n, J = 2.0, H Ar); 8.56 (1H, n, J = 2.0, H Ar); 8.94
(1H, o, J = 2.0, H Ar); 11.86 (1H, ym. ¢, OH). Cnektp
SAMP C, 8, m. 1. 11.9 (2C); 47.3 (2C); 52.2; 53.0; 117.8;
120.2; 124.8; 125.3; 126.0; 130.3; 131.7; 136.0; 136.5;
141.6; 145.8; 149.8; 163.4; 164.8. Macc-crextp, m/z (Iym, %0):
489 [M+Na]" (100), 467 [M+H]" (25). Haiineno, %: C 51.60;
H 468, N 594, S 6.88. ConzzNgOgS. BI)I‘II/ICJ'IeHO, %:
C51.50; H4.75; N 6.01; S 6.87.

Metunosblii 3¢up 3-{[2-runpoxcu-5-(Meroxcuxapoo-
HIJ)peHw1|cyabPoHun}-5-uurpo-4-(nunepuauH-1-mm)-
Oen3oiiHoii kucaorTsl (3¢). Beixog 0.23 r (63%), kenThiid
MopomIok, T. mi. 165-166 °C. UK cnextp, v, em ! 1720
(CO), 1612 (C-C Ar), 1535 (NO,), 1489 (C—C Ar), 1433
(CH;), 1341, 1306 (SO,), 1284, 1220, 1204, 1154 (SO,),
1126, 1057, 982. Crextp SIMP 'H, &, m. 1. (J, T'm): 1.42—
1.47 (6H, wm, 3,4,5-CH, nunepuaun); 2.86-2.92 (4H, M,
2,6-CH, nunepuaun); 3.86 (3H, c, CO,CHj;); 3.97 (3H, c,
CO,CH3); 6.85 (1H, n, J = 8.5, H Ar); 8.05 (1H, n. &,
J=28.5,J=2.0,H Ar); 8.10 (1H, xn, J = 2.0, H Ar); 8.36
(1H, n, J=2.0, H Ar); 8.99 (1H, n, J= 2.0, H Ar). Criextp
AMP BC, 8, m. 1. 23.1 (2C); 25.0 (3C); 52.3; 53.1; 119.3;
121.5; 124.1; 127.2; 130.9; 131.4; 135.7; 136.6; 140.8;
148.7; 150.5; 160.8; 163.5; 165.1. Macc-ciektp, m/z Iy, %0):
479 [M+H]" (100%). Haiineno, %: C 52.75; H 4.68;
N 572, S 6.70. C21H22N209$. BBI‘II/ICJ'[GHO, %: C 5272,
H 4.63; N 5.85; S 6.70.

MetuaoBbiii 3¢up 3-{[2-ruapoxcu-5-(MeToKcHKapPGO-
Hu)pennd]cynbphonun}-4-(Mopdoann-4-ui)-5-HUTpo-
Oensoiinoii kucaorel (3d). Beixog 0.22 r (60%), TemHO-
YKEJTHIM TOPOMIOK, T. Tul. 215-216 °C. UK cnektp, v, em
1730 (CO), 1691, 1604 (C-C Ar), 1540 (NO,), 1435 (CHa),
1364, 1306 (SO,), 1286, 1200, 1157 (SO,), 1142, 1114,
1058, 1041, 982. Cnekrp SAMP 'H, &, m. 1. (/, Tm): 2.79
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(4H, ym. ¢, CH,NCHy); 3.22 (4H, yu. ¢, CH,OCH,); 3.89
(3H, c, CO,CHj3); 3.95 (3H, ¢, CO,CH3); 6.95 (1H, n,
J=28.5,H Ar); 8.09 (1H, n. n, J=8.5,J=2.0, H Ar); 8.61
(1H, n, J = 2.0, H Ar); 8.63 (1H, n, J = 2.0, H Ar); 8.91
(1H, n, J = 2.0, H Ar); 11.83 (1H, ym. ¢, ArOH). Cnekrp
AMP “C, 8, m. 1.: 50.3 (2C); 52.3; 53.1; 64.9 (2C); 117.9;
120.1; 126.3; 127.5; 130.8 (2C); 135.5; 136.3; 141.9; 145.3;
149.4; 158.8; 163.2; 164.8. Macc-cnektp, m/z (Iym, %): 481
[M+H]" (100). Haiineno, %: C 50.08; H 4.34; N 5.89;
S 6.65. CyoHyN,0O40S. Brruncneno, %: C 50.00; H 4.20;
N 5.83; S 6.67.

Metunossiii 3¢up 3-{[2-ruapoxcn-5-(Meroxcukapoo-
HUWJI)(peHn]cynb¢oHmn}-5-HUTPO-4-(IPONUJIAMIHO)OeH-
30iiHoii kucaoTsl (3e). Beixon 0.26 r (66%), xento-
KOpHUYHEBBIM mopomok, T. mwi. 111-112 °C. UK cnekrp,
v, em 't 1721 (CO), 1613 (C—C Ar), 1541 (NO,), 1513
(C-C Ar), 1436, 1340, 1279, 1197, 1150 (SO,), 1057, 988.
Coektp SIMP 'H, §, M. & /, Tm): 098 BH, 1, J = 7.0,
CHj); 1.64-1.72 (2H, M, NCH,CH,Me); 2.90 (2H, T,
J=17.0, NCH,CH,;Me); 3.89 (3H, ¢, CO,CHs;); 3.90 (3H, c,
CO,CHs3); 7.00 (1H, », J = 8.5, H Ar); 8.13 (1H, n. &,
J=285,J=2.0,H Ar); 838 (1H, n, J = 2.0, H Ar); 8.44
(1H, o, J=2.0, H Ar); 8.64 (1H, 1, J= 2.0, H Ar). Cnekrp
AMP BC, 8, m. x.: 11.2; 23.3; 48.4; 52.4; 52.6; 116.8;
119.7; 122.7; 123.3; 125.8; 130.9; 133.9; 135.6; 137.5;
137.7; 143.7; 159.6; 164.2; 164.9. Macc-cextp, m/z (Lym, %):
453 [M+H]" (100), 435 [M~OH]" (61). Haiineno, %: C 50.32;
H 4.44; N 6.23; S 7.12. C;gH;)N,OoS. Brruncneno, %:
C 50.44; H4.46; N 6.19; S 7.09.

Metunossbiii 3¢up 3-{[2-runpoxcn-5-(Meroxcuxapoo-
HUI)eHn]cyabGoHna}-S-HuTpo-4-(0KTUIAMUHO)DeH30ii-
Hoii kuciaorbl (3f). Brixog 0.26 r (66%), >xenTvIid
nopomok, T. mi. 103-104 °C. UK crektp, v, cM : 1723
(CO), 1612 (C—C Ar), 1541 (NO,), 1512 (C-C Ar), 1437
(CH;), 1341, 1278, 1196, 1150 (SO,), 1057, 987. Cnektp
SAMP 'H, 8, m. 1. (J, Tw): 0.84 3H, 1, J = 7.0, CH3); 1.16—
1.27 (10H, M, (CHy)s); 1.51 (2H, xBumTter, J = 7.0,
NCH,CH,CH,); 2.82 (2H, 1, J = 7.0, NCH,CH,CH,); 3.85
(3H, ¢, CO,CHy); 3.87 (3H, c, CO,CH3); 6.96 (1H, &,
J =28.5, H Ar); 7.34 (1H, yu. ¢, NH); 8.06 (1H, n. n,
J=285,J=2.0,H Ar); 841 (1H, n, J = 2.0, H Ar); 8.61
(1H, o, J=2.0, H Ar); 8.69 (1H, 1, J = 2.0, H Ar). Cnekrp
AMP C, 8, m. 1. 14.0; 22.5; 26.6; 28.9; 29.0; 30.0; 31.6;
46.7; 52.2; 52.3; 115.9; 118.1; 121.3; 125.3; 125.8; 131.3;
133.3; 136.8; 137.1; 137.4; 144.4; 160.2; 164.4; 165.3. Macc-
cnektp, m/z (I, %): 523 [M+H]" (56), 505 [M~OH]" (100).
Haﬁ}leHO, %: C 5501, H 591, N 523, S 6.17. C24H30N209S.
Breruucaeno, %: C 55.16; H 5.79; N 5.36; S 6.14.

MetuaoBsbiii 3¢gup 3-{[2-runpoxcu-5-(Meroxcukapoo-
Hu)penni|cyabponni}-4-([2-MeToKCHITUII|aMUHO)-
5-nutpoden3oiinoii kucaorsl (3g). Bexon 0.21 1 (65%),
JKENTHIN Topomok, T. i, 130-132 °C. UK cnektp, v, em b
1718 (CO), 1682, 1611 (C—C Ar), 1546 (NO,), 1509 (C—C Ar),
1437 (CHj), 1341, 1291, 1191, 1149 (S0O,), 1117, 1057,
991. Cnextp SIMP 'H, &, M. 1. (/, Tm): 3.12 (2H, 1, J= 5.0,
NCH,CH,0OMe); 3.48 (3H, ¢, OCH3); 3.57 2H, T, J = 5.0,
NCH,CH,OMe); 3.90 (3H, c, CO,CH3); 3.92 (3H, c,
CO,CHs3); 7.08 (1H, x, J = 8.5, H Ar); 7.66 (1H, ym. c,
NH); 8.16 (1H, a. n, J = 8.5, J = 2.5, H Ar); 835 (1H, &,

J=12.0, H Ar); 8.45 (1H, n, J = 2.0, H Ar); 8.66 (1H, n,
J=2.5,H Ar); 9.28 (1H, yur. ¢, ArOH). Criextp SIMP °C,
0, M. n.: 45.5; 52.5; 52.7; 58.7; 69.7; 117.3; 119.7; 123.3;
126.2; 130.7; 133. 9; 135.5; 137.6; 137.8; 143.7; 159.3;
164.0; 164.9; 167.9. Macc-cuektp, m/z (Iym, %): 469
[M+H]" (100). Haiineno, %: C 48.87; H 4.41; N 5.88;
S 6.81. C19HoN,O10S. Brrumcneno, %: C 48.72; H 4.30;
N 5.98; S 6.84.

MetunoBbiii  3¢up  4-ruapokcu-3-{[2-ruapoxcu-
5-(meToxcukap6oHUWII)(heHna|cya1b(oOHNI}-5-HUTPOOEH-
30iiHOI kucaoThl (4a). Boixog 0.3 r (95%), kenTwiid
MOpoIIoK, T. 1. 226227 °C. UK cnekrtp, v, em ' 1716
(CO), 1611 (C-C Ar), 1552 (NOy), 1510 (C—C Ar), 1438
(CHj3), 1328, 1306 (SO,), 1268, 1149 (S0,), 1125, 1057,
992. Cmextp SIMP 'H, 8, m. n. (J, T'm): 3.79 (3H, c,
CO,CHj;); 3.83 (3H, ¢, CO,CH3); 6.95 (1H, n, J = 8.5,
H Ar); 798 (1H, n. n, J = 8.5, J = 2.0, H Ar); 8.33-8.38
(3H, M, H Ar); 12.87 (1H, yur. ¢, ArOH). Criextp SIMP °C,
5, M. 1.0 51.6; 51.9; 106.9; 119.4; 119.8; 127.5; 131.9;
132.0; 133.1; 1353 (2C); 140.6; 161.2; 164.7; 164.9;
165.1. Macc-cuextp, m/z (Iym, %): 380 [M—OCH;]" (100).
Haiineno, %: C 46.92; H 3.29; N 3.38; S 7.73. C;sH;3sNO,S.
Brruucaeno, %: C 46.72; H3.19; N 3.41; S 7.79.

MetunoBbiii  3¢gup  3-{[2-ruapoxcu-5-(MeToKCH-
KapOooHWI)(penna|cyabpoHni}-4-MeToOKCH-5-HUTPOOEH-
30iiHOIi kucaoThl (4b). Brixog 0.17 t (53%), >xenTolid
nopomok, T. mi. 129—-130 °C. UK cnekrtp, v, em ! 1720
(CO), 1612 (C-C Ar), 1534 (NO,), 1489 (C—C Ar), 1438
(CHj3), 1307 (S0O,), 1284, 1220, 1204, 1154 (SO,), 1126,
1057, 982. Cnextp SIMP 'H, 8, m. 1. (J, I'm): 3.87 (3H, c,
CO,CHj;); 3.93 (3H, ¢, CO,CHj); 4.02 (3H, c, ArOCHj;);
7.10 (1H, n, J=9.0, H Ar); 8.15 (1H, x. 1, J=9.0, J = 2.0,
H Ar); 8.22 (1H, », J = 2.0, H Ar); 8.71 (1H, 1, J = 2.0,
H Ar); 9.01 (1H, n, J = 2.0, H Ar); 9.62 (1H, ym. c,
ArOH). Cnextp SIMP °C, §, m. 1.: 52.4; 53.2; 63.2; 119.3;
121.7; 123.0; 125.7; 132.1; 132.9; 134.3; 136.8; 137.7;
142.4; 155.2; 160.6; 163.2; 164.9. Macc-crextp, m/z (Iym, %0):
448 [M+Na]™ (50), 394 [M—OCH;]" (100). Haiineno, %:
C 48.12; H 3.57; N 3.21; S 7.47. C;7H;sNO,S. Bprunc-
neHo, %: C 48.00; H 3.55; N 3.29; S 7.54.
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