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B3AMMOJIEVICTBUE
5-(MOP®OJINH-4-NT)-2-(4-PTAJIUMUJIOBY THT)-
M 5-(MOP®OJINH-4-WT)-2-(5-@TAJIUMHUJOITEHTW.T)-
1,3-OKCA30J1-4-KAPBOHUTPUJIOB C T'NJIPASUHT' UIPATOM

CuHTe3upoBaHb! 5-Mop¢oIHHO-1,3-0Kca30i1-4-KapOOHUTPHIIBI, COlEprKallie B TIOJIOKEHHH
2 OKCa30NbpHOrO THKIA 4-QTaTUMMUIOOYTHIBHBIA WM  S-(TaTUMHIOTICHTIIILHBIN
3aMecTuTesb. [Ipy B3auMoeHCTBUM € THApa3uHTHIpaTOM S-(Mopdonun-4-1mn)-2-(4-dran-
uMUI00yTHN)-1,3-0Kca30/-4-KapOOHUTpUIA 00pa3yeTcss MPOAYKT PCIUKIN3AIUN  —
(3-amuno0-5,6,7,8-Terparunponmunaso| 1,2-anupuaus-2-mn)(MopdoauH-4-11)METaHOH, a
B ciaydae  S-(MopdommH-4-mn)-2-(5-pranmumunonentn)- 1,3-okca3o0mn-4-kapOoOHUTpIIIA
MOCJIE CHSTHA 3alUTHOM (TaJMMUAHOW TPYNIBI PEAKLUsl OCTAaHABIMBACTCS HAa CTAJUU
oOpazoBanus 2-(5-aMuHONEHTHN)-S-(MopdonuH-4-mi)- 1,3-0kca3on-4-kapOoHHUTpHIIA.

KaroueBble ciaoBa: 2-(5-amunonenTwn)-5-(mopdonun-4-un)-1,3-okcazon-4-kap0oo-
HuTpyi, (3-amMuHO-5,6,7,8-TeTparuaponmuasol 1,2-anmupuans-2-wmm)(MophoIrH-4-11)METaHOH,
TeTepPOLMKIIN3AINS, THAPA3UHONIN3, PEIUKIN3AIIHS.

Panee w©Hamu HailijeHo, UYTO TmpH TUApasuHONU3e S-(MopdonuH-4-nmn)-
2-(3-¢pramumuaonponun)-1,3-okcazon-4-kapoonutpuna (1) oOpasyercss MPOLYKT
permkmmzanmy - —  (3-amuHO-6,7-aurunpo-5H-umunasol 1,2-a [nupuaua-2-mmn)-
(Mopdonun-4-un)meranon (2) [1].
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WuTepecHo OBLIO MCCIENOBaTh B JAaHHOH peakIWHd TOMOIOTH coequHeHus 1,
coJiepiKalire B TMOJIOKEHUH 2 OKCA30JIbHOTO MHKIA 4-QTamuMuao0y THITBHBIN HITH
5-bTanuMUIONIEHTHIBHBIA (hparMeHT, C UENBI0 TMOJYYCHUS KOHICHCUPOBAHHBIX
A30THCTHIX CUCTEM C IIECTH- U CEMUWICHHBIMH IUKIaMU. [|JI 3TOr0 HaMH HCIIOJb-
30BaHbI MOJy4YeHHbIE paHee [2] 1-dpranumuooankanonisamMuHo-1,2,2,2-TeTpaxiiop-
3TaHbl 3a,b, KOTOpBIE PY B3aUMOJICHCTBUH C BOJHBIM PACTBOPOM ITHAHH[A KaJTUS
naroT N-(2,2-guxnop-1-nuanosteHun)-o-GramuMuaoankadamuasl 4a,b ¢ BeICO-
KUMH BbIxogamu. Ilpu neiictBun Ha mocienHue MopQoIUHA B TPUCYTCTBUHU
TPUATHIIAMUHA [0 AHAJOTUU C HU3BECTHOM OKCa30JpHOM wnukinu3auuen [3, 4]
o0pazyrtcs S-MopdonuHo-2-hTaTuMuI0ankmi- 1,3-okca3on-4-kapOoHUTpUITe 5a,b ¢
BeIxosiaMu 67—75%. B MK criekTpax 3THX COIMHEHWH IMOSBIISIETCS 1OJI0ca B 001acTH
16331648 cM ', 06ycroBIeHHS 5-aMHHO- 1 ,3-0KCa30/bHBIM (parMenToM [3].

Oxkazanoch, 4TO KHUIMSYeHUE (HTATUMUAOOYTHIINPOU3BOJHOTO 5a B ATaHONIE C
HeOONBPIUM M30BITKOM THIpPAa3WHTHApATa 4Yepe3 IpeAroyaraéMple IMPOMEXy-
TOYHBIEC TPOIYKTHI 6 U 7 HaéT OXKHMIAEMBINA MPOAYKT perukim3anuu — (3-aMuHO-
5,6,7,8-terparuaponmuazol 1,2-a|nupuaua-2-ni)(MopdonuH-4-un)meranon  (8)
¢ BBIXOZOM 62%.
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Ilonobunass peakumsa ¢  GTaTUMUIONCHTHINPOU3BOAHBIM ~ Sb  mpuBena
K 2-(5-amuHOTIEHTHN)-5-(MOpQomH-4-11)- 1,3-0kcazon-4-kapooHuTpriny (9) ¢ BbIXO-
aoM 93%. OpHako MONBITKM OCYIIECTBUTh PEUUKIU3ALHUI0 COCAUHEHUS 9
B uMuaa3o[1,2-alazenun 10 HarpeBanuem coenunenus 9 g0 200 °C He yBeHUATUCh
yCcIexoM — o00pa3yercsi CMeCh HEMACHTH()HUIUPOBAHHBIX MpoAyKToB. Criemyer
TaKKe OTMETHTh, 4YTO aHajor coeawHennit 1 u Sa,b — 5-(mopdonmn-4-nn)-
2-pramumunosTHII- 1,3-0Kca305-4-KapOOHUTPUII — TPU THIPA3HHOIH3E 00pazyeT
2-(2-amuHOATHIN)-5-(MOpdonmH-4-mi)-1,3-0Kca3on-4-kapOoruTtpmi [1].

Takum 00pa3oM, BO3MOKHOCTb PELMKIM3ALMU HPOLYKTOB PEAKLUUH I0CTe
CHATUS 3alIUTHOH (ranuMumHON rpymnmsl B piny S-(MopdomauH-4-umn)-2-¢pran-
UMHI0ANKHI-1,3-0Kkca3071-4-kapOOHUTPUIIOB ~ orpaHuuuBaercs 2-(3-¢ramumumo-
nporuin)- U 2-(4-gprarumMuro0y THI)IIPOU3BOIHBIMH 1,3-0Kca3071-4-KapOOHUTPHIIOB.

IKCIIEPUMEHTAJIBHASI YACTb

UK chektpsl 3aperucTpupoBaHbl Ha crekTpomeTpe Vertex-70 B Tabnerkax KBr
(coemmuennus 4a,b, 5a,b u 8) u B pactope CH,Cl, (coemuuenue 9). Cnexrpst IMP 'H u
C sammcanpl Ha npubope Bruker Avance DRX-500 (500 u 125 MI'Ii COOTBETCTBEHHO) B
JAMCO-d¢ (coenunenus 4a,b, 5a,b u 8) u CDCl; (coenunenue 9), BHyTpeHHHUH CTaHIapT
TMC. XpomaTo-Macc-CIeKTpbl 3alMCaHbl MPH HMCHOJIB30BAHUM JKUIKOCTHOM XpOMaro-
Macc-CIIeKTPOMETPHUYECKOH CHUCTEMBI Ha BBICOKOI((EKTUBHOM IKHJKOCTHOM XpOMa-
torpape Agilent 1100 Series, ocHAIIEHHBIM TUOJHONW MATPHIEH C MAaCC-CEJICKTHBHBIM
nerektopoMm Agilent LC/MSD SL. ITapametpsl XpomMaTo-Macc-aHaiiu3a: KojJoHKa — Zorbax
SB-C18 1.8 mMxMm 4.6 x15 mm (PN 821975-932); pactBopuTenn: A — alleTOHUTPUI—BOJA,
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95:5, 0.1% tpudTopykcycHas kucnora, b— 0.1% BoaHas TpupTOpyKCyCHasl KHCIOTa;
MOTOK JIIF0eHTa — 3 MJI/MUH; 00bEM BrpbickuBanHus — 1 Mki; YO gerextopel — 215, 254,
285 uM; Metox noHmM3auuu — XU mpu atmocepHOM NaBICHWH, TUAa30H CKAHUPOBAHUS
m/z 80-1000. DieMeHTHBII aHann3 NPOBEAEH B aHATMTUYECKON naboparopuu MHCTHTYyTA
omoopranmueckoii xumun U Hedrexumun HAH Vipawnsl. Comepxanue yriepoma u
BOJIOPOZIa OIIPENENEHO BECOBBIM MeToAOoM IIperis, a3ora — ra3oMeTpUYECKHMM MHUKpPO-
MertomoMm Jlroma, a xmopa — TuTpuMeTpudeckuM meronom llérmrepa [5]. Temmepatypsi
TUIaBJIeHHs onpejelnienbl Ha npudope Fisher—Johns. KoHTponb 3a X010M peakiuii u 4ucto-
TOW CHHTE3MPOBAHHBIX cOeqMHEHMH ocyiiecTBaéH meroqoM TCX Ha muactunax Silufol
UV-254 8 cucteme CHCl;-MeOH, 50:1.

1-®TanuMu0aIKaHOWIaAMuHO-1,2,2,2-TeTpax/jiop3Tansl 3a,b cuUHTE3MPOBAaHBI IO
M3BECTHOH paHee MeToauke [2].

5(6)-(1,3-Anokco-1,3-nuruapo-2 H-u3omua01-2-ui)-N-(2,2-1uxa0p-1-uuaHod TeHu1)-
nentan(rexkcan)amuabl 4a,b. K cycnensuu 0.715 r (11 mmons) KCN B 15 M ameroHa,
oxnaxaéHHod a0 —15°C, mpm mnepeMemMBaHWU AOOABISAIOT TMOPLHUSMH 5 MMOJb
coenmaeHus 3a wim 3b. 3aTeM K peakIMOHHON CMeCH M00aBIAIOT MO KaIUuIiM 3 MJT BOZBI.
CycneHsnio nepemMenBaoT B TedeHne 1 4 mpu —5 °C, mocie 4ero TeMmepaTypy CMecu
JOBOIAT 10 KoMHaTHOW. K peakunoHHO# cMecu n00aBistor 50 M1 BO/ibl, 0CaI0K OT(UIBT-
POBBIBAIOT, TPOMBIBAIOT BOJIOW M OUMIIAIOT MEPEKPUCTAILTU3AIIEH 13 XI0podopma.

5-(1,3-Auoxco-1,3-quruapo-2 H-u3onuao.a-2-ui)-N-(2,2-auxsiop-1-uuaHo3ITeHu1)-
nenTanamuj (4a). Beixon 81%, 6ecusernpie kpuctamisl, T. wi. 186—188 °C . UK cnektp,
v, eM 1 1672 (CO), 1698 (CO, nonoca ¢ miedom), 2232 (CN), 3085-3251 (NH). Crextp
SMP 'H, §, m. 1.: 1.53-1.61 (4H, m, 2CH,); 2.35 (2H, 1, J = 7.0, CH,); 3.58 (2H, T, J = 6.5,
NCH,); 7.72—7.89 (4H, m, H Ar); 10.21 (1H, ¢, NH). Criextp SIMP °C, &, m. 1.: 22.1; 27.5;
34.2;37.2; 111.0; 112.7 (CN); 123.1; 131.0; 131.7; 134.5; 168.0 (CO); 171.3 (CO). Macc-
CHeKTp (st u3oromna 35Cl), m/z: 366 [M+H]". Haitneno, %: C 52.39; H 3.58; Cl 19.24;
N 11.56. C¢H3CI,N;03. Beruncieno, %: C 52.48; H 3.58; C1 19.36; N 11.47.

5-(1,3-Auoxco-1,3-auruapo-2 H-u3onHao.-2-ui)-N-(2,2-AuxJ10p-1-uuaHo3 TeHU1)-
rexcanamuj (4b). Brixox 73%, GecrBetHbie KpucTaiisl, T. 1. 154-156 °C. UK cnextp,
v, eM 1 1672 (CO), 1701 (CO, nonoca ¢ miedom), 2232 (CN), 2935-3248 (NH). Crextp
SMP 'H, §, M. n.: 1.18-1.29 (2H, M, CH,); 1.52-1.60 (4H, m, 2CH,); 2.29 (2H, 1, J = 7.2,
CH,); 3.55 (2H, 1, J= 6.8, NCH,); 7.76-7.87 (4H, m, H Ar); 10.28 (1H, ¢, NH). Cunextp
SAMP °C, 8, m. 1.1 24.3; 25.8; 27.7; 34.5; 37.4; 111.1; 112.7 (CN); 123.1; 131.1; 131.7; 134.5;
168.0 (CO); 171.6 (CO). Macc-cniexktp (1 n30TOMA 3CI), m/z: 380 [M+H]". Haiizero, %:
C53.84; H3.87; C118.82; N 11.15. C\7H;sCLbN;0;. Bsruucneno, %: C 53.70; H 3.98;
C118.65; N 11.05.

2-[(1,3-Aunoxco-2,3-nuruapo-1 H-uzounaoa-2-ui)aakuil-S-(mopdoanu-4-ui)-1,3-oxc-
a30/1-4-kapooHuTpUabl Sa,b. K cycrmensun 5 mmons coenuHenus 4a winn 4b B 20 mn
alleTOHUTPHWIA MpH TepeMemmBaHud u oxnaxaeHuun 10 0 °C mobapmsaior 1.5 ma
(11 mmomp) TpmdTHHaMuHa, 3areM 0.43 i (5 mmomb) mopdonmna. IlepememuBaioT
B Te4eHHUe 12 4, alleTOHUTPIUI yIAISIOT MIPH MOHIKEHHOM JIaBJICHUH, OCTATOK PacTBOPSIOT
B 15 mi CH,Cl,, skcTpakT mpoMbIBatoT BoAOH (4%5 M), cymart Hag Na,SOy, ymapuBaT u
OYHMIIAIOT TePEKPHUCTAINIM3ANNEH U3 STaHOMA.

2-14-(1,3-Auoxco-2,3-quruapo-1H-u3onna0a-2-ua)oyrual-5-(mopdoann-4-ui)-
1,3-oxcazon-4-kapoouutpua (Sa). Beixon 67%, OecuBeTHble KpHCTayibl, T. Il 129—
131 °C. UK cnextp, v, cM 1 1633 (okcaszon), 1704 (CO, monoca ¢ miedom), 2208 (CN).
Cnektp SIMP 'H, &, m. x.: 1.62—1.70 (4H, m, 2CH,); 2.65 ( 2H, T, J = 6.0, CH,); 3.32-3.41
(4H, m, 2CH, mopdomnun); 3.58 (2H, 1, J = 6.1, NCH,); 3.64-3.72 (4H, m, 2CH,
mopdounun); 7.78-7.89 (4H, M, H Ar). Cnexrp SIMP 13C, o, M. 1.: 23.2; 26.4; 27.2; 37.0;
46.1 (NCH, mopdomun); 65.1 (OCH, mopdonun); 84.5 (C-4 okcazoin); 116.0 (CN); 123.1;
131.7; 134.5; 154.2 (C-2 okcazon); 160.5 (C-5 oxcazomn); 168.0 (CO). Macc-criextp, m/z:
381 [M+H]". Haiineno, %: C 63.08; H 5.47; N 14.76. CyH,(N4O,. Beruncieno, %:
C 63.15; H5.30; N 14.73.
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2-[5-(1,3-Auoxco-2,3-nuruapo-1 H-u30un10J1-2-ua)neHTui]-5-(mop g oaun-4-uin)-
1,3-oxcazon-4-kapoonutpua (5b). Beixox 75%, OecuBeTHble KpuCTaiuibl, T. L. 98—
100 °C. UK crmextp, v, cM ': 1648 (okcasom), 1717 (CO, momnoca ¢ miedom), 2203 (CN).
Crextp SAMP IH, 6, M. 1.: 1.26-1.32 (2H, m, CH,); 1.53-1.62 (4H, m, 2CH,); 2.55 (2H, T,
J=16.0, CH,); 3.31-3.43 (4H, m, 2CH, mopdonun); 3.53 (2H, 1, J = 6.4, NCH,); 3.65-3.71
(4H, M, 2CH, mopdomun); 7.76-7.87 (4H, M, H Ar). Crexrp SIMP °C, 3, m. 1.: 25.4; 25.5;
26.7; 27.6; 37.3; 46.1 (NCH, mopdomun); 65.1 (OCH, mopdonun); 84.5 (C-4 okcazon);
116.1 (CN); 123.0; 131.7; 134.4; 154.3 (C-2 oxkcazoun); 160.5 (C-5 oxcazomn); 168.0 (CO).
Macc-cniextp, m/z: 395 [M+H]". Haitneno, %: C 63.83; H 5.48; N 14.36. C,;H,,N,0,.
Brruucneno, %: C 63.95; H 5.62; N 14.20.

(3-AMuHo0-5,6,7,8-Terparuaponmugaszo|1,2-a|nupuaun-2-ua)(moppoanu-4-ui)-
metanoH (8). K cycnensun 1.9 t (5 Mmmonp) coennaeHns Sa B 15 mit sTaHONa 70OABISIOT
0.25 M (5.2 mMmons) rumpasuHrHapata. CMech KHIATAT B TeUeHHWE 6 9, OXJIaXIaloT,
9TaHOJ YAANSAIOT TPU TMOHMWKEHHOM JaBieHud. OcTaTok cycneHaupyroT B 14 mn 4%
BogHoro pacreopa HCIl, oTmibTpoBEIBalOT, K MaToOYHOMY pacTBOpy H00aBisioT 25%
BonHbIH pactBop NaOH no pH ~10. PactBop skcrparupytor CH,Cl, (5%5 mi), cymar Haz
Na,SO,, ymapuBaroT U OYHINAIOT MEepeKpUCTAIUIH3anNeil u3 aTanona. Bexon 62%, x&nteie
KpHCTaIUTBL, T. 1. 191-193 °C. UK crektp, v, cM ' 1600 (CO), 3249, 3403 (NH,). Cnekrp
SMP 'H, §, m. 1. 1.73-1.78 (2H, M, CH,); 1.83-1.90 (2H, M, CH,); 2.59 2H, T, J = 6.3,
CH,); 3.54-3.58 (4H, m, 2CH, mopdonun); 3.63 (2H, T, J = 6.0, CH,); 3.90-3.97 (4H, m,
2CH, mopdomun); 5.96 (2H, ¢, NH,). Cnextp IMP °C, 5, m. a.: 20.3; 21.9; 24.5; 41.2;
42.1 (NCH, mopdomun); 66.7 (OCH, mopdonun); 110.6 (C-NH,); 135.4; 146.0; 163.9
(CO). Macc-cnextp, m/z: 251 [M+H]'". Haiizeno, %: C 57.73; H 7.34; N 22.34.
C1,H;gN4O,. Boruucneno, %: C 57.58; H 7.25; N 22.38.

2-(5-AmuHoneHTuwi)-5-(Mopdonun-4-uia)-1,3-oxcazoi-4-kapoéouutpua (9) nomny-
YaloT aHaJIOTHYHO coenuHennio 8 wu3 oxcasona Sb. Breixom 93%, »xénroe Macio.
UK crektp, v, eM 't 1634 (okcasom), 2215 (CN), 3383 (NH,). Crextp SIMP 'H, &, m. 1.:
1.06-1.44 (6H, m, 2CH,, NH,); 1.36-1.48 (2H, M, CH,); 2.31 (2H, 1, J = 7.5, CH,); 2.38
(2H, T, J = 6.8, CHy); 3.19-3.32 (4H, M, 2CH, mopdonun); 3.42-3.54 (4H, M, 2CH,
mopdounn). Criekrp SIMP 13C, 0, M. 1.: 25.5; 25.6; 26.9; 32.6; 41.3 (H,NCH,); 45.9 (NCH,
Mopdonun); 65.0 (OCH, mopdonun); 85.3 (C-4 okcazon); 115.1 (CN); 154.2 (C-2
oxcason); 159.8 (C-5 oxcason). Macc-cniektp, m/z: 265 [M+H]". Haiineno, %: C 59.14; H
7.54; N 21.34. C3H»)N40O,. Beruucieno, %: C 59.07; H 7.63; N 21.20.
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