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[Ipu B3aumoneiicTBUN N-3aMEUICHHBIX U3aTHHOB C S-aMUHO- 1 -heHm- 1 H-nrpa3oi-4-kapOoKcaMHIOM B KHITSIIIEM METAaHOJIEC B TPUCYT-

CTBUM W30BITKA METHJIaTa HATPHs MPOMCXOAWT LMKIOKOHIEHcAus ¢ oOpazoBanueM 1-R-1'-¢penmr-1',7"-

JATUIPOCTIPO| HHIO0JI-3 ,6'-ITHpa3oIio-

[3,4-d]mmpumunnnn]-2,4'(1H,5'H)-nnoHOB. AHanoru4Has peakius ¢ S-amMuHO-1-dennn-1H-nupaszon-4-kapOOHUTPHIOM HPOTEKaeT Kak
KackaaHas dyepe3 oOpazoBanue 1-R-4'-(Metokcw)-1'-denmnn-1',7"-nuruapocnupounnon-3,6"-mipaszonol3,4-dmupumuan]-2(1H)-oHoB
U IpuBOANT K N-R-2-[4-(meTokcn)- 1-dennn-1H-nupazono[3,4-d|mupuMuanH-6-1i1| aHUIHHAM.

KiroueBbie ciioBa: 0-aMUHOHUTPUIJIBI, N-3aMeleHHbIe HU3aTHUHBI, l'[I/Ipa30J'[0[3,4-d]1’II/IpHMI/I}:[I/IHLI, IMPOU3BOJHBIC 5-aMHHoana3ona,

crnupo[nuon-3,6'-nupazono|3,4-dnupuMunHEI].

[Mupazono[3,4-d|nupuMunHbL,  SBISSICE  aHAJIOTaMHU
IypUHOB, HE TOJBKO MPOYHO BOLUIM B TPAKTHKY
OpPraHMYecKOro CHHTE3a, HO U 3apeKOMEHA0BaN ce0sl KaKk
(hapMaKoIIOTHYEeCKH TEPCHEKTUBHBIE T'eTEPOLUKINIECKUE
CHUCTeMbl.  3aMelleHHble  MHpa3oo|3,4-d|mupruMuanHBI
06/1aJ1aF0T IIPOTHBOBOCHATHTENBHBIM,” AHTUMHKPOOHBIM,
IPOTHBOBHPYCHBIM, ™  AHTHAIUIEPIHUECKHM, aHTHIHIEp-
TEH3MBHBIM," MPOTHBOONYXOJEBHIM M aHTHIEHKeMHUe-
cknm neiicteuem.' ™! OnMH U3 TydImIMX METONOB CHHTE3a
MIPOM3BOJHBIX THpa3oio|3,4-d|MMPUMHUINHOB, OCHOBaH-
HbIi Ha LUKIOKOHAEHCALMU 3aMELICHHBIX 5-aMHHO-
1 H-nnpazon-4-kapOoOKcaMHIOB C TPOU3BOIAHBIMU KapOo-
HoBBIX KucrnorT'? ' wmm ¢ ampaermpamu,'>'® paspaboran
JOCTaToO4YHO pAaBHO. HecmoTps Ha 3TO, cBeleHUS O
B3aMMOJICHCTBHN S-aMUHO- | H-iupa3on-4-kapOoKkcamMu10B
C KETOHAMH M TETEPOLMKIMYECKUMH KapOOHMIBHBIMU
COEIUHEHUSIMH JI0 CUX MOp OTCYTCTBYIOT. B To ke Bpems
N3BECTHO, 4YTO AaHTPAaHWIAMHJ BCTYHNAaeT B IOJOOHYIO
LUKJIOKOHJICHCAIIMIO C 00pa3oBaHHEM 3aMEIICHHBIX 10
nonoxeHuto 2 2,3-npuruapoxuHazonuH-4(1H)-oHOB He

© 2016 JlaTBuiiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

TOJIBKO C aJ'II)}IGFI/I}IaMI/I,17’18 HO U C KeTOHaMI/I18 H reTepo-

MUKIINYCCKUMHU Kap6OHI/UH)HBIMI/I CO€JII/IHeHI/I${MI/I,19 B 4acCT-
Hoctu ¢ m3atmHom.' 2! B mocnenHeM ciyuae MpOyKT
Mpe/ICTaBIsIeT CO00M CIMPOreTepPOIMKI, B KOTOPOM COUIe-
HEHBl (QparMeHTsl 2,3-aurunpoxuHa3zonuH-4(1H)-ona u
2-okcuHgona. CnexyeT OTMETUTh, YTO OOJIBIITYIO IIEHHOCTh
NPEACTABIIAIOT CTPYKTYPHBIEC QAHAJIOTH OKCHUHIOJBHBIX
AIKaJIOWIOB, B KOTOPHIX WHAOJWHOHOBBIA (hparMeHT
CIIMPOCOYICHEH ¢ APYrHMH retepoumkiamn.”” ITogo0HbIe
COCIMHEHHUS IIMPOKO PACIPOCTPAHEHBI HE TOJBKO CpEeau
MPUPOIHBIX BEIIECTB, HO W CpEeOd JIeKapCTBEHHBIX
npenaparto.”> > B CBA3M C 3THM aKTyalbHOH SBISETCS
pa3paboTka HOBBIX METOJIOB CHHTE3a CIIHPOTETEPOIHNKIIOB
psina mmpasouo[3,4-d|nupuMuriHa, B YaCTHOCTH B3aWMO-
JIEHCTBUEM TMPOU3BOJHBIX S-aMHUHO-1-henni-1H-nmpasona
¢ N-3aMemIeHHBIMH U3aTHHAMH.

W3BecTHO, YTO ONTUMANBHBIMA YCIOBUSMH ISl B3aUMO-
JEHCTBUS S-aMHUHONUPA30J1-4-KapOOKCaMUIOB C d(UpaMH
KapOOHOBBIX KHCJIOT, MPHUBOIAIIETO K mupa3oio|3,4-d]-
mupuMmunnH-4(5H)-oHaM, SBISETCS KHUIITYEHUE PEarcHTOB
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B CIIUPTOBOM Cpene B NMPUCYTCTBHUHM W30BITKA aIKOTONIATA
Hatpus.”” TIosTOMy B HacTosieil paGoTe peaKius 5-aMHHO-
1-bennn-1 H-mmpazon-4-kapookcamuna (1) ¢ N-3amermieH-
HBIMH H3aTHHAMH 2a—€ TPOBONWIACH TIPH KUILSTYCHUH
SKBUMOJISIPHBIX KonwdecTB peareHToB B MeOH B mpm-
CYTCTBHH JIBYKpaTHOTO MoJsipHoro m30piTka MeONa.
YcTaHOBIIEHO, YTO B TEUEHHE 4—5 9 MPOTEKAeT IHKIIO-
KOHJICHCAIHsA, IPUBOSINIAS K 00pa30BaHUIO PaHEe HEOIHCAH-
HIX 1-R-1'-¢enmn-1',7'-marnapocmmpo[uanon-3,6'-mpa3zono-
[3,4-dlmapumunma]-2,4'(1H,5'H)-mnonoB 3a—e (cxema 1).
ITpu 3TOM BaXKHO OTMETHTH, YTO PACKPHITUS MMUPPOIIEHOTO
IUKJIa, HAONMIOJaeMOro B CIydae CHHPOIMKINYECKUX
OKCHH/IOJIOB B OCHOBHOM cpelie B IPHCYTCTBHU OKHCIIH-
Tens,”® He MPOMCXOIHUT JaXe MPH MPOIOKHTENHEHOM (10
100 9) KUNSAYCHWH CIHPOMPOAYKTOB 3a—€ B CHCTEME
MeOH-MeONa B npuCyTCTBUU KUCIOPOJA BO3AYXA.

Cxema 1
O

P MeONa

N, N MeOH :
N 2 \ A, 4-5h .
68-77%
1 2a—e 3a-e
aR=Me, bR=Et, cR=n-Pr,dR=n-Bu, e R=(CH,),0OMe

Crpoerne  crmpo[uHI0N-3,6'™-1mipazono| 3 ,4-d | mpuMu -
HOB] 3a—e J0Ka3aHO C MOMOIIBIO JAHHBIX CIIEKTPOCKOINHU
SAMP u wmacc-cektpoMerpun. B cmektpax SIMP 'H
COeIMHEeHNH 3a—e, Hapsay C CHTHAJIAMM IPOTOHOB 3aMe-
IIEHHBIX OKCHHIOJBHOTO M IHPa30JbHOTO (pparMeHToB,
MPUCYTCTBYIOT CHUI'HAJIBI IPOTOHOB IBYX rpynn NH B Buze
VIIUPEHHBIX CHHIJIETOB B obOmactu 7.74-7.95 M. &
B cnexrtpax SAMP B coeMHEHN 3a,c—e HaOJIIoJaroTCs
CHUTHAJbl JBYX KapOOHWJIBHBIX aTOMOB YyrIjiepoja B
uHTepBanax 161.9-162.1 u 173.5-173.6 M. A. u xapakre-
PHUCTUYHBIA CUTHAIl aTOMa yIJIepoja B CIHMPONO3ULUU MPH
72.2-72.6 M. 1.

HMeroTcst CBEJCHHS' O TOM, YTO IMKIOKOHIEHCAIIHs
Pa3’NUYHBIX OpMO-aMUHOHUTPHIOB C LMKIOTEKCAHOHOM,
NPUBOASIIAS K 00pa30BaHMIO CIUPONUPUMMIIMHOB, JIETKO
MPOXOAUT B CIIUPTOBOM Cpeie B MPUCYTCTBUM AJIKOTOJATA
Hatpus (Iporecc NpoTeKaeT Yepe3 00pa3oBaHHUE COOTBET-
CTBYIOIIIMX IPOMEXYTOUHbIX aMunoB). Hamu B momoGHOe
B3auMoJelcTBUE ¢ n3aTuHaMH 2a—d ObLI BBEIEH 5-aMUHO-
1-dennn-1H-mmpazon-4-kapoonurpun  (4).  Peaxuuto
OPOBOJWIN MpPU KHUIISYEHUHM OSKBUMOJISPHBIX KOJIHYECTB
pearentoB B MeOH B mpuCyTCTBUM JBYKPaTHOTO
Mousiporo u30biTka MeONa. ITo mamweiMm TCX (Ha
IpUMepe peakuuy KapOoHUTpuia 4 ¢ M3aTHHOM 2a), ycTa-
HOBJICHO, 4YTO B TEYEHHWE 3 U MPOUCXOAUT IOIHAs
KOHBEPCHsSI HCXOJAHBIX BEILIECTB, HO Ha XpOMaTOrpamme
MPUCYTCTBYIOT MATHA JBYX OCHOBHBIX MPOAYKTOB ¢ Ry 0.21
u 0.86, oTnuuaromuxca OT NSTHA CHUPOCOEAMHEHUS 3a C
R¢ 0.31. Tlpuyem msatHo ¢ Ry 0.21, Takke Kak U MSTHA
cnpo[uHo1-3,6"-mupasono| 3,4-d jnupumuuHoB | 3a—e, He
OokpamieHo, a miatHo ¢ Ry 0.86 — sapko-xentoe. Ilpu
JlaNbHEHMIIeM KUMSTYEHUH pa3Mephl MTEH MEHSIOTCS: uepes3
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10 4 B peaknMOHHOW cMecH MpeodiamaeT OKpaIlIeHHBINH
MPOLYKT, KOTOPBIM IOCIE OXNAKICHUS pPEeaKkLUOHHON
CMECH BBIIAT B OCAJOK, OBUI BBIACIEH M METOAAMH
cnekrpockonuu SAMP u Macc-CieKTpoMeTprUn 0XapakTepu-
30BaH Kak N-meTui-2-(4-meroxcu- | -¢penmn-1H-mmpasomno-
[3,4-dJmupumunua-6-un)aaunia  (Sa). Takum obOpaszom,
BMECTO OXKHJAEMBIX CIUPONpoaykToB 3a—d c BBIXOZAMHU
m0 75% Obutn momydeHsl N-R-2-(4-metokcu-1-denun-
1 H-ttupazomno| 3,4-d | nmupuMuAnH-6-111)aHUTHHEL 5a-d
(cxema 2).

Cxema 2

>
9-11h N

58-75% N
2a—d .
MeONa Ph

NH, MeOH, A

Ph §
4 (2a) éﬁ N

, MeONa
MeOH, A, 6 h
aR=Me, bR=Et,¢cR=n-Pr,dR =n-Bu

N

5a—-d

[Ipn mpoBeneHny B3anMOAEHCTBUS B Oosiee MATKHX
ycHoBUsIX (IpH KOMHATHOHM Temmeparype WM NpH Harpe-
Baruu 110 4045 °C, npu MeHbIei KoHneHTparmy MeONa)
HE TPOMCXOANT TTOJTHOM KOHBEPCHH MCXOJIHBIX BEIECTB U
MIPOMEXYTOUHBIX MPOJIYKTOB B TeueHne 20 4, a COOTHO-
[IeHHE IPOJYKTOB CYIIECTBEHHO HE MCHSETCS.

Jns BBIAENEHUST BTOPOTO IPORYKTa DPEaKIMH aMHHO-
KapOOHUTpHIa 4 C HM3aTMHOM 2a TPOBENM XPOMAaTOorpa-
(uueckoe pasjeneHne peakMOHHOW cMecH mocie 3 9
kunsiuennsi. C MOMOIIBI0  KOJIOHOYHOM Xpomarorpaduu
Hapsiy ¢ aHwimHonupasono[3,4-dnmupuMuanHoM  Sa
(Berxox 37%) Obut  BeImENeH  1-meTHin-4'-(METOKCH)-
1'-penmn-1',7"-quruapocnupo[uHnon-3,6'-mpasono| 3,4-d]-
mupumuinH |-2(1H)-ou (6a) (Berxox 38%) (cxema 2).

Bbulo yCTaHOBNEHO, YTO MONYYEHHBIH CIHPO[UHION-
3,6-mmpaszono[3,4-djmupuMuanH] 6a NpH KHUMSTYEHUH B
TedeHue 6 4 B cucreme MeOH-MeONa npespamaercs B
aHIITMHOHpa3oio| 3,4-d mupumMuanH Sa ¢ BexogoM 78%.

CrpoeHue MoOnMy4eHHbIX NpoaAykToB Sa—d u 6a ompe-
JISIEHO Ha OCHOBAHUU COBOKYNHOCTH JAHHBIX CIIEKTPO-
cxormn SIMP u macc-criektpomerpun. B cnexrpax SIMP 'H
coenquHeHu Sa—d u 6a MpPUCYTCTBYIOT CUTHAJIbI METOKCH-
TpyIbI B BUJE cuHIIeTa B oonact 4.21-4.22 n 3.63 M. 1.
COOTBETCTBEHHO, a TAK)K€ CHUIHAJIBl IPOTOHA BTOPUUYHOU
AMHUHOTPYIIBI B BUJAE YIIMPEHHOTO CHHIJIETa AJSL CHUPO-
npoxykra 6a (7.63 m. n.), keaprera (9.01 m. x.) — s
aHwmHonupasono[3,4-dnupumMunnaa  Sa  u  Tpumera
(8.81-9.01 m. n.) — nnsa coenunenuit Sb—d. B cnexrtpe
AMP “C coenunenus 6a, moao6HO CIIEKTpaM CIIMPO-
coelMHEHUI 3a—e, MMEIOTCS CUTHAlIbl aTOMa YIJIepoAa B
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Cxema 3
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CIIUPOMO3UIUH TIpu 77.9 M. A. U aroma yriepoaa kapOo-
HunpHOW Trpymmel (173.9 M. 1.), oTcyICTByolue B
CIICKTpaxX aHWIHHOMUPa30Ji0[3,4-d |nupuMuauHoB Sa—d.

IIpoBeneHHBINt CHHTE3 aHMIMHONUPa3oio[3,4-d|mupu-
MuguHa Sa w3 cnupo[unmon-3,6'-nupaszono|3,4-d]nupu-
MUAMHA] 6a TOKazan, 4YTO IOCIEeIHUH SBIsSeTCA Npo-
MEXXYTOYHBIM IPOJIYKTOM PEaKINH aMHHOKapOOHHUTpuia 4
¢ M3aTHHOM 2a. Vcxoas U3 MOJTy4eHHBIX JaHHBIX, MOXKHO
MPEJIOKUTh CIAEAYIOIIMI MpeanojaraeMblii  MeXaHu3M
9TON KackamgHol peakumu (cxema 3). OdeBHAHO, UTO Ha
MIEpBOM 3Tarle MPOUCXOAMT ataka -KapOOHUILHOM IPYIIIIbI
M3aTHHA 2 aMUHOTPYMIION mupasosa 4 ¢ IOCiIeI0BaTeNb-
HBIM 00pa30BaHUEM NMPOMEXYTOUHBIX coeanHeHnd I u I,
QJIKOTOJIN3 HUTPHWIBHON TPYMIbI MOCIEIHET0 JaeT CTPYK-
Typy III, KoTOpas mUKIM3yeTcs B CHHUPO[HHI0M-3,6'-
nupazono[3,4-dlmupumunua] 6. IlomyueHHBId crnupo-
MPOAYKT 6 B MPUCYTCTBHM OCHOBaHUS, MOAOOHO CIHUPO-
MH1071-3,2'-XMHA30/IMHY, ™’ TIpeTeprneBacT PacKphITHE IHp-
POJBHOTO LHWKJA, YTO IO HAIIEeMy MHEHHIO HPUBOIUT K
HeycToWunBoMy wuHTepMenuary IV, mpu oCHOBHOM
QIKOTOJIN3E aMHUIHON TPYIIBI KOTOpOro obpasyercs coe-
JUHEHHE 5.

[Tonyuennsie  4,6-mu3amenieHHble  mupasono|3,4-d]-
NUpUMHUIAMHBL Sa—d DpPEeNCTaBISIIOT HHTEPEC € TOYKHU
3peHust (HapMaKoJIOTHH, TaK Kak IMOAO0HBIE COCIMHEHUS
ABJSIFOTCSL MHTHOMTOpPAMH  CEPUHTPEOHHWHOBBIX  KHHA3,
00Ma1a0T aHTUNPON(EPATUBHON, MTPOTUBOBOCTIATTUTEIh-
HOM M aHTHIMAOETHYeCKOH akTHBHOCTHIO.”*’ Jlms momy-
YeHHs MPOU3BOJIHBIX 3TUX COCIMHEHHH A0 CHX IMOp ObuH
M3BECTHBI TOJIHKO MHOTOCTA/IMIHBIC CHHTE3bL. >

Takum oOpa3om, B TaHHOH paboTe MPEIOKEH MTPOCTOM
W yOOOHBIM MeTOJ CHHTE3a paHee HEONHMCAHHBIX
1-R-1"-¢pennn-1',7'-quruapocnupo[ vH1071-3,6'-MHpa3oo-
[3,4-d]mapumunun]-2,4'(1H,5'H)-nnonos. Kpome Toro,
pa3paboTaH HOBBIM THIT KACKQIHOW peakldu B PsIy 3aMe-
MIEHHBIX S5-aMUHONHMPA30J1-4-KapOOHUTPUIIOB ¢ N-3aMelieH-
HBIMH HW3aTHHAMH, NPOTEKAOUmed uepe3 oOpazoBaHHE
MpoMeXyTouHbIX  1-R-4'-(Metokcn)-1'-henmn-1',7'-murumpo-
crmpo[uHI01-3,6'-pazono| 3 ,4-dmupumunua]-2(1 H)-oHOB

580
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MeQ  RHN
MeOH, MeONa =N
. 4
—HCO,Me  N. N
N
Ph
. 5
u  npuBomsameid Kk N-R-2-[4-(metokcu)-1-¢penmn-1H-

pasoio| 3,4-d|mupumMuauH-6-wwi|aniwrHamM.  OCyIecTBICH-
Hasi HaMH KacKaJHas peakiys OTKPBIBaeT IyTh K IOJIY-
YEHUIO TPYAHOJIOCTYNHBIX paHee NPOU3BOAHBIX 4,6-1u-
3ameneHHbIX 1-¢penn-1H-nupa3ono[3,4-d|nupruMuanHOB.

JKcIepuMMeHTaIbHAs YacTh

Cnekrpsl SIMP 'H u "°C 3apeructpupoBans! Ha npuope
Bruker DRX-500 (500 u 125 Mri COOTBETCTBEHHO) B
JAMCO-ds. B xadecTBe cTaHIapTa MCIIOJIB30BaHBI CUTHAIBI
pactBoputens (dy 2.50 M. 1., 8¢ 39.5 M. 1.). Macc-crieKTpbl
¢ moHm3amyen DY 3amucaHbl Ha crektpoMmerpe Finnigan
MAT Incos 50 ¢ npsimbiM BBogoM o6Opasia pu 100-150 °C u
yckopsitomieM HanpsbkeHnu 70 3B. Coektpsr BOXX/MC
3ammcanbl Ha xpomarorpade Agilent Infinity 1260 ¢ MC
unrepdeiicom Agilent 6230 TOF LC/MS. VYcinosust pasze-
nenusi: nonswkHas ¢aza — 0.1% MypaBbHHAs KHCIOTa B
MeCN-H,0, smoupoBanue rpajueHTHOe, KoloHka Poroshell
120 EC-C18 (4.6 x 50 mm, 2.7 mxMm), TepMocTat 23-28 °C,
ckopocth moToka 0.3—-0.4 MJI/MUH, MOHM3AIHS DIEKTPO-
pacubuienneM (kKamwurap —3.5 kB; ¢parmentop +191 B;
OctRF +66 B — monoxurenpHasl MOJISPHOCTD). DJIEMEHT-
HBII aHanu3 nposeneH Ha npubope Perkin Elmer 2400.
TemmnepaTypsl 11aBiIeHus onpenerneHs! Ha nproope [TTTI-M.
KoHTponb 3a mpoTeKkaHUeM peakuil 1 YUCTOTOH MOTydeH-
HBIX coequHeHMi ocyuiecTBieH MeronoM TCX Ha miacTu-
Hax Merck TLC Silica gel 60 F,s4 B cuicteme CHCl;-MeOH,
10:1 (mposiBienne xpomarorpamm B Y@ cere).

B cuHTE3aX HCIIONB30BAHBI KOMMEPYECKH IOCTYITHBIE
pearents! (Lancaster). Mcxomnsie coequnenmst 1, 42 u

2a—€”* CHHTE3MPOBAHBI MO COOTBETCTBYIOIINM H3BECT-
HBIM METO/IUKAM.
Cunre3  1-R-1'-pennn-1',7'-qpuruapocnupo[unmgon-

3,6'-nupa3zoio|3,4-dlnupumuann]-2,4'(1H,5'H)-nuoHoB

3a—e (oOmas merommka). K cmecu 505 mr (2.5 mMmoib)
5-amuHoO-1-penmn- 1 H-nmupazono-4-kapookcamuaa (1) u
2.5 MMOJIIb COOTBETCTBYIOMIETO N-3aMEIIEHHOT0 H3aTHHA
2a—e B 15-20 M1 MeOH no6Gasmsiror 2.5 mit (5.0 MMoutb)
2 M pactBopa MeONa B MeOH 1 KHITIT peakImOHHYIO
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cmech B TedeHne 4-5 1 (xoHTpons TCX). BrrmaBmimii
mocje OXJKACHHS OCaJ0K OT(UIBTPOBHIBAIOT, IIEepe-
KpucTamnu3oBbiBatoT u3 JM®DA.
1-Metua-1'-penna-1',7'-quruapocnupo[nnmo-3,6'-
nupa3zono|3,4-dlnupumuaun]-2,4'(1H,5'H)-nuon  (3a).
Brxon 604 mr (70%), 6embIit mopomIok, T. 1. 256-258 °C.
Coextp SAMP H, §, M. 1. (/, Tm): 3.05 (3H, ¢, CH3); 7.02
(1H, o, J=7.7,H Ar); 7.11 (1H, 1, J=7.4, H Ar); 7.35 (1H, T,
J=74,H Ar); 741 (1H, T, J= 7.7, H Ar); 7.46-7.53 (5H, M,
H Ar); 7.76 (1H, ¢, CH); 7.78 (1H, ym. ¢, NH); 7.80 (1H,
yir. ¢, NHCO). Criextp SIMP °C, 5, m. 11.: 26.0; 72.6; 99.1;
108.9; 122.5; 122.8; 124.8; 127.2; 128.6; 129.4; 130.9;
137.8; 137.9; 143.6; 148.1; 161.9; 173.5. Haiineno, m/z:
346.1465 [M+H]+. C9H6N5O,. Beruancieno, m/z: 346.1299.
1'-®enni-1-3tui-1',7'-qurugpocnupo[unno-3,6'-
nupaszono[3,4-dlnmpumunun]-2,4'(1H,5'H)-quon  (3b).
Brexon 635 mr (71%), 6enbrit mopomiok, T. 1. 241-243 °C.
Crextp SIMP H, 8, m. 1. (/, Tm): 1.14 3H, 1,J="17.1, CH;);
3.56-3.64 (2H, m, CH,N); 7.06-7.12 (2H, m, H Ar); 7.34 (1H,
1,J=74,H Ar); 740 (14, T, J = 7.7, H Ar); 7.46-7.55 (SH, m,
H Ar); 7.77 (1H, ¢, CH); 7.82 (1H, ym. ¢, NH); 7.86 (1H,
yur. ¢, NHCO). Criekrp SIMP °C me ynanock 3apeructpupo-
BaTh m3-3a HIBKoW pactBopmMoctd B JIMCO. Haiinero, mi/z:
360.2125 [M+H]+. C,oH sN50O,. Berancieno, m/z: 360.1456.
1-Ilponua-1'-gpennn-1',7'-nuruapocnupo[nngo.a-3,6'-
nupaszono|3,4-dlnmpumunun]-2,4'(1H,5'H)-quon  (3c¢).
Brexon 634 mr (68%), 6emblit mopomIok, T. 1. 246—248 °C.
Crextp SAMP H, 8, M. 1.: 0.91 (3H, 1, J=17.0, CH3); 1.61
(2H, ceker, J= 7.0, CH,CH3); 3.53 (1H, n. T, /= 13.9,J=17.0)
u 3.58 (1H, n. T, J=13.9,J=7.0, CH,N); 7.08-7.14 (2H, m,
H Ar); 7.35-741 (2H, m, H Ar); 7.47-7.56 (5H, m, H Ar);
7.79 (1H, ¢, CH); 7.84 (1H, ym. ¢, NH); 7.95 (1H, ymr c,
NHCO). Crexrp SIMP °C, 8, m. 1.: 11.2; 20.3; 40.9; 72.3;
99.4; 109.1; 122.5; 122.6; 125.0; 127.2; 128.4; 129.4; 130.9;
137.8; 137.9; 143.2; 147.9; 162.0; 173.5. Macc-criektp, m/z
Lors %): 373 [M]" (28), 356 [M—OH]" (4), 345 [M—CO]"
(63), 330 [M—CO-CHs]" (12), 316 [M-CO-CH5;—CH,]"
(100). Haiineno, %: C 67.68; H 5.24; N 18.63. C51H9N50O,.
Brruucneno, %: C 67.55; H 5.13; N 18.76.
1-byrna-1'-¢pennn-1',7'-quruapocnupo[ungoua-3,6'-
nupaszono|3,4-dljnmpumunun]-2,4'(1H,5'H)-quon  (3d).
Beixon 745 mr (77%), 6esblit mopomoxk, T. . 235-237 °C.
Crnekrp SAMP 'H, 8, m. 1. (J, T'): 0.89 (3H, 1,J="17.3, CH3);
1.29-1.37 (2H, M, CH;CHy); 1.52-1.59 (2H, m, CH,CH,CH,);
3.50-3.61 (2H, M, CH,N); 7.04 (1H, x, J = 7.8, H Ar); 7.09
(1H, T, J= 7.5, H Ar); 7.26-7.35 (1H, m, H Ar); 7.38 (1H, T,
J=77,HAr);7.46 2H, 1,J=7.7, H Ar); 7.51 2H, n,J=7.3,
H Ar); 7.49-7.61 (1H, m, H Ar); 7.56 (1H, ¢, CH); 7.74 (1H,
ym. ¢, NH); 7.78 (1H, yur. ¢, NHCO). Crextp SIMP "°C,
0, M. 1. (OTCYTCTBYIOT CHT'HAJIbl HEKOTOPBIX aTOMOB yriepoJa
u3-3a HU3KoW pactBopumoctu B JIMCO): 13.7; 19.4; 29.0;
39.0; 72.2; 109.0; 122.2; 122.6; 125.0; 126.9; 129.3; 130.7;
137.8; 138.1; 143.0; 162.1; 173.6. Macc-criektp, m/z
(Loms %): 387 [M]" (35), 370 [M-OH]" (8), 359 [M—CO]"
(48), 330 [M—CO-C,Hs]" (12), 316 [M—CO-C,Hs—CH,]"
(100). Haiineno, %: C 68.36; H 5.59; N 18.13. C5,H,NsO,.
Brruucineno, %: C 68.20; H 5.46; N 18.08.
1-(2-MeTtoxkcnaTnia)-1'-pennn-1',7'-qurugpocnupo-
[unm01-3,6'-nupa3zoo|3,4-dlnupumuanul-2,4'(1H,5' H)-
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auoH (3e). Boixox 720 mr (74%), Oenblii TOPOIIOK, T. ILI.
247-249 °C. Cnextp AMP 'H, §, m. 1. (J, T'm): 3.25 3H, c,
CH;0); 3.50-3.55 (2H, M, CH)N); 3.67-3.79 (2H, M,
OCH,); 7.09 (1H, o, J=7.8, H Ar); 7.10 (1H, T, J=7.8, H Ar);
735 (1H, T, J="7.3, H Ar); 7.39 (1H, T, J = 7.8, H Ar); 7.48
(2H, T, J="7.8, H Ar); 7.50 2H, n, J = 7.8, H Ar); 7.52-7.55
(1H, m, H Ar); 7.76 (1H, ym. ¢, NH); 7.78 (1H, ¢, CH); 7.90
(1H, yur. ¢, NHCO). Crextp SIMP °C, 5, m. 1. 40.1; 58.2;
69.0; 72.3; 99.6; 109.5; 122.5; 122.7; 125.0; 127.2; 128.2;
129.4; 130.8; 137.8; 137.9; 143.3; 147.9; 162.0; 173.6.
Haiineno, m/z: 390.0873 [M+H]". C, H,oNsO;. Brrauc-
neno, m/z: 390.1562.

Cunre3 N-R-2-(4-metokcu-1-¢penun-1H-nupa3zoJo-
[3,4-d|nupumunH-6-nn)anmimHOB 5a—d (00mnas MeTo-
muka). K cmecn 460 mr (2.5 Mmmonb) S-amuHo- 1 -penunn-1H-
nupasosio-4-kapoouutpwia (4) u 2.5 MMOJb COOTBET-
cTBytomero N-3amemieHHoro usaruHa 2a—d B 15-20 ma
MeOH no6Gaemstor 2.5 mu (5 Mmonbs) 2 M pactBopa
MeONa B MeOH u KumATAT pPEakIUMOHHYIO CMeCh B
teueHue 9-11 u (xontposmes TCX). BrmmaBmmii mocie
OXJIKICHUS OCaJOK OT(QHIBTPOBBIBAIOT, HEPEKPUCTAII-
nu30BbIBatOT U3 i-PrOH.

N-Metuni-2-(4-merokcu-1-penui-1 H-nupa3zono|3,4-d]-
NUPUMHIUH-6-wM)anuaun (5a). Beixon 621 mr (75%),
SAPKO-KENTHIi MOpOmOK, T. mr. 141-143 °C. Cnextp SIMP 'H,
S, m. 1. (J, I'm): 291 (3H, 1, J = 4.9, CHy); 4.22 (3H, c,
OCH;); 6.69 (1H, 1,J="7.5, H Ar); 6.74 (1H, n, J= 8.4, H Ar);
736 (1H, T, /=74, H Ar); 748 (1H, T, J = 74, H Ar); 7.67
(2H,1,J="7.8, H Ar); 7.74 2H, n, J=8.1, H Ar); 8.44 (1H, c,
CH); 8.56 (1H, 1, J= 8.0, H Ar); 9.01 (1H, k8, J=4.7, NH).
Cnektp SIMP °C, 8, m. 11.: 29.6; 54.1; 101.0; 110.8; 114.5;
116.5; 121.5; 127.1; 129.4; 131.3; 132.7; 133.3; 138.3;
150.3; 153.8; 162.2; 162.7. Haiineno, m/z: 332.1778
[M+H]". C,oH;gN5O. Beramciero, m/z: 332.1507.

2-(4-Metokcu-1-pennii-1 H-nupasosio|3,4-d|mupumu -
6-n1)-N-3Tunanunun (5b). Bexog 500 mr (58%), sipko-
KeNThlil nopomok, T. 1. 185-187 °C. Cnekrp SIMP 'H,
o, M. m. (J, Tm): 1.18 (3H, 1, /=72, CH3); 3.19-3.24 (2H,
M, CH,); 4.22 (3H, ¢, OCHj3); 6.69 (1H, 1, J="17.5, H Ar); 6.77
(IH, o, J=82,H Ar); 7.33 (1H, 1, J = 8.5, H Ar); 746 (1H, T,
J=T74,HAr); 7.63 2H, 1,J="7.8,H Ar); 8.04 2H, n, J=17.5,
H Ar); 8.44 (1H, c, CH); 8.56 (1H, 1, J = 8.0, H Ar); 9.01
(1H, T, J = 4.9, NH). Cnextp SIMP °C, &, m. 1.: 14.6; 37.2;
54.2; 101.0; 111.2; 114.6; 116.6; 121.8; 127.0; 129.5; 131.7;
132.6; 133.2; 138.4; 149.3; 154.1; 162.3; 162.9. HaiineHo, m/z:
346.1664 [M+H]". CoH,NsO. BerancneHo, m/z: 346.1663.

2-(4-Metokcu-1-pennii-1 H-nupasoso|3,4-d|nupumu -
6-ui1)-N-npommnanwiun (5¢). Beixox 530 mr (59%), sipko-
KeTHIil opomok, T. mwr. 125-127 °C. Cnekrp SIMP 'H,
o, M. 1. (J, Tm): 0.82 (3H, 1, /=74, CH3); 1.51-1.59 (2H,
M, CH;CH,); 3.21 (2H, x, J = 6.5, CH,N); 4.21 (3H, c,
OCH;); 6.67 (1H, T,J="7.3,H Ar); 6.77 (1H, n, J= 8.3, H Ar);
732 (1H, T, J= 8.5, H Ar); 747 (1H, T, J = 74, H Ar); 7.63
(2H, 1,J=79,H Ar); 8.01 2H, n, J=7.5, H Ar); 8.44 (1H, c,
CH); 8.57 (1H, x, J= 8.0, H Ar); 8.85 (1H, 1, J = 5.2, NH).
Crextp SIMP °C, 8, m. 1. 11.4; 22.2; 44.7; 54.1; 101.1;
111.4; 114.6; 117.2; 122.1; 127.1; 129.4; 131.8; 132.5;
133.1; 138.5; 149.6; 154.5; 162.6; 163.2. Macc-criektp, m/z
oms %): 359 [M]" (25), 330 [M—C,Hs]" (54), 77 [CeHs]"
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(100). Haiineno, %: C 70.35; H 5.97; N 19.35. C,;H;N;O.
Brruucaeno, %: C 70.17; H 5.89; N 19.48.

N-Bytnn-2-(4-merokcu-1-pennn-1H-nupazono[3,4-d]-
mupuMuIaH-6-w)anuwud (5d). Beixon 588 mr (63%),
SAPKO-KE/THIH OPOIIOK, T. . 121-123 °C. Crextp SIMP 'H,
5, M. 1. (J, T'm): 0.80 (3H, T, /=74, CH;); 1.23-1.31 (2H,
M, CH;CH,); 1.47-1.54 (2H, m, CH,CH,CH,); 3.19 (2H, x,
J =170, CH;N); 4.22 (3H, c, OCHy); 6.68 (1H, T, J= 7.5,
H Ar); 6.77 (1H, n, J= 8.3, H Ar); 7.33 (1H, T, /= 8.4, H Ar);
747 (1H, T, /=74, H Ar); 7.64 2H, 1, J = 7.9, H Ar); 8.02
(2H, n, J=17.7,H Ar); 8.47 (1H, ¢, CH); 8.57 (1H, n, J = 8.0,
H Ar); 8.81 (1H, T, J= 5.1, NH). Criektp SIMP °C, §, m. x.:
13.5; 19.8; 31.1; 42.6; 54.1; 101.1; 111.4; 114.60; 117.3;
122.0; 127.1; 129.4; 131.8; 132.5; 133.1; 138.5; 149.6;
154.4; 162.6; 163.2. Macc-cniextp, m/z (Ipy, %): 373 [M]"
(29), 330 [M—C3H;]" (83), 77 [CsHs]" (100). Haiineno, %:
C 70.84; H 6.15; N 18.79. C»,H»3NsO. Brruucneno, %:
C70.76; H 6.21; N 18.75.

1-MeTna-4'-merokcu-1'-gpenniu-1',7"-nuruapocnupo-
[unn0a-3,6'-nupa3zoesio[3.4-djmupumuaun]-2(1H)-on  (6a).
K cmecu 460 mr (2.5 mmonb) S-amuHO-1-denmn-1H-
nupasono-4-kapoouutpmwia (4) u 400 mMr (2.5 MMoib)
N-metunmzatuna 2a B 15 mn MeOH po6Gamisitor 2.5 M
(5.0 mmonb) 2 M pactBopa MeONa B MeOH u xunstst
pEaKkIMoHHYI0 cMech B TedeHune 3 4 (koHTpoias TCX).
PacTBOopuTENIb OTrOHSIIOT, OCTaTOK pAa3/eNsOT METOA0M
KOJIOHOUHOW Xpomarorpaduu (COpOEHT CHIIMKAareib, JIOCHT
xsopodopm), onyuarot 307 mr (Beixox 37%) coenuHEHUS
S5a u cnmpocoenunenue 6a. Berxon 342 mr (38%), Gesnbrit
nopomiok, T. mi. 216218 °C. Cnextp SAMP 'H, §, M. 1.
(/, Tm): 3.09 (3H, ¢, CHy); 3.63 (3H, ¢, OCHj3;); 7.01 (1H, x,
J=17.8,H Ar); 7.05 (1H, T, J= 7.5, H Ar); 7.34-7.40 (3H, m,
H Ar); 745-7.51 (4H, m, H Ar); 7.55 (1H, ¢) u 7.63 (1H, c,
CH, NH). Cnextp AMP C, §, m. n.: 26.0; 52.4; 77.9;
93.5; 108.7; 122.1; 122.9; 123.9; 127.1; 129.4; 129.8;
133.1; 135.3; 137.8; 142.5; 148.5; 159.5; 173.9. Haiineno,
miz: 360.1760 [M+H]". C,HsNsO,. Bsrumcneno, m/z:
360.1456.

Cunre3  N-merwi-2-(4-meroxcul-penn-1H-nupazolio-
[3,4-d|nupumuauH-6-ua)anminuna (5a) uz 1-mermin-4'-
metokcu-1'-pennn-1',7'-nuruapocnupo[uHao-3,6'-nupazosno-
[3,4-dlnupumuaun]-2(1H)-ona (6a). K 180 wmr
(0.5 mMmoup) coemuuenust 6a B 10 mn MeOH, noGaBisiroT
0.5 ma (1 mmomp) 2 M pactBopa MeONa B MeOH wu
KHIIATAT PEakIMOHHYI0 CMECh B Te4eHHe 6 4 (KOHTPOJIb
TCX). BrimaBmimii mocje oxXJIaKIASHUsI 0CaJoK OTQMIBTPO-
BBIBAIOT, MepeKprcTaILTI30BbIBatoT 13 i-PrOH. Bexox 130 mr
(78%), sipko-kenTeId TopomoK, T. i 141-143 °C.
CrekTpajbHble XapaKTepUCTUKH 00pa3iia UICHTUYHBI PU-
BEJICHHBIM BBIIIIE.

daiin conMpOBOMUTENLHON WHPOPMAIUH, COACPKAIINAN
CIIeKTpHl coenuHeHuit 3a—e, Sa—d, 6a, mocTyrneH Ha caiite
http://hgs.osi.lv.

Paboma evinoanena npu noodepoicke Murnobpuayxu
Poccuu 6 pamkax zocyoapcmeennozo 3adanusi 8y3am 6
cghepe nayunou desmenvrocmu na 2014-2016 22. (npoexm
Ne 4.2100.2014/K).
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