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PEIIUKJINU3ALIMSA A3JTAKTOHOB ITPH B3AUMOJIEVICTBUA
C EHAMNHOKAPBOHHWJIBHBIMH COEJIUMHEHUAMUAU
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AnnoTtanus. B3aumoneiicteuem aznaktoHoB ¢ C,N-IuHYKICOQUIBHBIME €HAMHUHOKAPOOHUIEHBIMU
peareHTaMH MOJIYYCHBI MPOU3BOJHBIC TETPArHAPONUPUINH-2-0HA U HOBBIC MOJU(PYHKIIHOHATILHBIC
nupuao[2,3-d | mupuMUUHEL.

KaioueBble ciioBa: A3/1aKTOHBI, CHAMHHOHBI, PEIUKIN3AIHS, TUHYKICO(UITbI, TOMHHO-PEAKI[HH.

Abstract. Tetrahydropyridin-2-ones and new polyfunctional pyrido[2,3-d]pyrimidines were obtained
by the reaction of azlactones with C,N-dinucleofilic enaminocarbonylic reagents.
Keywords: Azlactones, enaminones, recyclization, dinucleofiles, domino-reactions.

ApUnUAEHOKCA30JIOHBI MPUBJIEKAIOT BHUMAaHUE
HCCIeloBaTeNel IIaBHBIM 00pa3oM B KauecTse yo0-
HBIX CHHTETUYECKHX HHTEPMEINATOB IS TIOYYCHUS
psAa TeTeponuKINIeckuX coenumHenni [1,2]. Hamr
HMHTEpeC K OKCa30JIOHaM CBsI3aH B IIEPBYIO OUYepenb C
M3yYEeHUEM PEeaKIUil pelUKIN3alui OKCa30JI0HOBOTO
KOJTBITA TIPY B3aMMOICUCTBUY C 1,3-muHyKIIeoduIamMu,
T.K. TAKUE PEAKIMH Ha JAHHBII MOMEHT MTPaKTHYECKU
HE MCCIIEIOBaHBbI.

C 1enbio cHHTE3a HOBBIX OMOJIOTHYECKH BaXKHBIX
TUAPUPOBAHHBIX MPOU3BOAHBIX 2-OKCOMUPUINHOB
H3Y4YEHO B3aUMOJIEHCTBHE HK30LMKIMYECKUX O,[-
HeMpeeNbHBIX 0Kca30ioHOB ¢ C,N-auHyKIeo(hnIb-
HBIMU peareHTaMu, COAEPKAIIUMHE Pa3INIHO JOKAIHU-
30BaHHBI €HAMUHOKAPOOHWIBHBINA (Qparment (3¢u-
pamMu -aMHHOKPOTOHOBOW KHCIIOTHI, 6-aMHUHO-4-
OKCOITMPUMUANHAMH).

HcxonHable a37aKTOHBI MOJTYyYEHBI peaKIUIMHU
N-apounpon3BOJHBIX IIMIIMHA C aPOMATHUECKUMH
anpaerugamu [3].

B xone npoBeneHHOTO HccieoBaHus ObIIIO 00HA-
PYKEHO, UTO IPU HATPEBAHHUH a3JIAKTOHOB C 3UpaMu
[-aMMHOKpPOTOHOBOI1 KUCIIOTHI B YKCYCHOM KHCIIOTE B
TeueHue 12—18 yacoB, MPUBOAUT K PACKPBITHIO OK-
Ca30JI0HOBOTO 1IUKJIa U JAJIbHEUIIIEH PEUKIN3aLUU B
noNu(yHKIINOHATIBHBIE TETParupONUPHUINH-2-0HbI
(cxema 1).

Crpykrypa neneBbix N-(5-R-4-apun-6-meruin-2-
okco-1,2,3,4-TeTparuaponupuanH-3-11)0eH3aMHUI0B
Ia,b 0;1HO3HAYHO yCTaHOBIICHA HA OCHOBAHWU JaHHBIX
SIMP 'H — crnieKTpocKouu.

Oo6pazoBanue 1,2,3,4-TeTparuponupuanH-2-
OHOB TIOATBEPKIAAETCS HAIMYHEM CUTHAJIOB IPOTOHOB
H, u H, rerepounkmna. Curnan nporona H, (6 ~ 5,1
M.J1.) SIBJISETCSI 1yOeToM ayOleToB BCIeICTBUE CIIMH-
CITIMHOBOTO B3aWMOJIECHCTBHs ¢ mpoToHaMu H, riukia
v NH amuanoro samecturens. Jyoner nporona H,
HaOromaercst okojio 4,5 m.a. OTHeceHHe CUTHAJIOB
mpoTtoHoB N-H, Hamm4ue KOTOPBIX TaKkXe MOATBEPXK-
JaeT PELUKIIM3AlHUI0 a3JaKTOHOB, CIEIAHO HA OCHO-

(0] Ar - o) Ar -
N<\ AT S~ OR  AcoH OR)EINTPh RO N
AN+ 7Y b
Ph” o~ O NH, O A N o 0 N ord
Ia,b I'a,b
Ar=Ph, 2-CH,C,H,; R=C,H,
Cxema 1

© Ilenuna /1. B., Pomanos II. C., Crenanenko T. U., KpsI-
cu M. 10., [Ipesent M. A., ®am Txu Xonr 3yen, ComnosbeB A. C.,
2010

18 BECTHUK BI'Y, CEPUA: XUMUA. BUOJIOT'UA. PAPMALINA, 2010, Ne 1



Peuumumuuﬂ Aa371aKmMoHOo8 npu 83aUMO0eUCEUl C EHaMMHOde60HMJZbelMu COEOUHEeHUAMU

OH

]
R N N OH

0 o A A
N— Ar AcOH N_ _Ar N_ _Ar
ey e e e
Ar' o O R \N N R \N E Xo X =

H,

a-e: Ar,Ar’=Ph, R=NH,, , H ,
IIf: Ar=4-CICH,, Ar=4-CH,C H,, R=—Ni:|

a-f Il'a-f

N
"=

Cxema 2

NH,

O O Ar
N A i
~ AcOH N N
/EK\M * h A )\ | T )\ | = 73(
0~ >N~ N7 o
A7 07 O 0 1“1 | H

IIIa: Ar=Ph, Ar’=Ph,
Ib: Ar=1-madnn, Ar’=3-CH,CH,
O.

oH,
Ile: Ar-@ O ,Ar=4-CH,CH,

Mla-c

Cxema 3

BaHHUM JIUTEPATyPHBIX JAHHBIX M MYTBTHILIETHOCTH.
B 6omee cimabom moste (~10 M.1.) BeneacTBue O0bIeit
KUCJIOTHOCTH HaxoauTest curaan N -H. Kpome Toro,
3HAUEHHE XMMUYECKOTO CABUIa ISl JAaHHOTO CUTHAJA
OJTHO3HAYHO HMCKIII0OYA€T BO3MOXXHOCThH CYII[ECTBOBa-
HUS (B YCIOBHUSX CbEMKH CIIEKTPOB) JAKTUMHOH Tay-
ToMepHOH dopMel I’a,b. st mogoOHBIX coennHEeHNN
OH-rpynns! nposiBisitorcs B obnactu>12—13 m.1.

B nuteparype [4] npuBeaeH eNIUHUYHBIA IPUMED
PELUKIN3allMH a3JIaKTOHOB NPH B3aMMOJAEUCTBUU C
2,6-guamMuHONUpUMUANH-4-0HaMu. C LIENbI0 CUHTE3a
HOBBIX MONMM(YHKIHOHAIBHBIX Mupuno|2,3-d]mvpu-
MUJMHOB HCCJIE0BaHO B3auMozecTBrE 6-aMUHO-4-
OKCONMPHUMHUANHOHOB, COACP)KAIINX Pa3HOOOpa3HbIe
aAMUHOTPYIIIIBI WJIM OKCOTPYIIY B IMOJIOKEHUU 2, C
aznakToHamHu (cxembl 2 U 3). CHHTE3 IPOBOIMIIN TIPU
HarpeBaHUH PEareHTOB B YKCYCHOW KHCIIOTE B TEUCHHE
18—22 4acos.

MOHO TPEANONOKHUTH, YTO B3aUMOAECHCTBUE
apunuaeHokcazonoHnoB 3 ¢ C,N — nuHykieopuiamu
MPOTEKAET Yepe3 MOCIeI0BaTeIbHOCTh PEAKLIHil

(momuHO-mIporiecc) C-npucoenuHeHus Mo Muxasito
K ak3orukanIeckor C=C OKca30JI0Ha M PEIMKIIH3a-
UM C Y9aCTHEM aMHUHOTPYIIIBI AUHYKIEO(PUIa 1 OK-
Ca30JI0HOBOTO KOJTbIIA.

IKCHHEPUMEHTAJIBHAS YACTb

KoHTposib 32 X0/10M peakiiuii, aHajau3 peakiuoH-
HBIX CMecel, onpeaeraeHne UHAUBUAYaJIbHOCTH U
YCTaHOBJIEHHE CTPYKTYPBI TIOITY4YEHHBIX COCTUHEHUN
ocymecTtBasauck metromamu TCX, SAMP
"H-criexrpockonuu.

TCX npoBoammachk Ha miactuHax Merk UV —
254, 5I10€HTH — WHAUBUIyaIbHBIE OPraHUYECKUE
pactBopHTENH (XJI0podopM, ITHIALETAT, U30IPOIH-
JIOBBIN CIIUPT U JP.) U UX CMECH B PA3IHUHBIX COOT-
HOIIEHUAX, NPOSABUTENDb — YD-U3NydeHue, napsl
noja.

Cnextpsl IMP 'H cHsaTbl Ha mpubopax Bruker
AC-300 (300 MI'n) 8 IMCO-d, otrocurensno TMC.

2-Apun-4-apunuaen-4H-okca3o0m1-5-0HbI CHHTE3H-
poBaHbl 1o u3BecTHOU Metoauke [3]. Temmeparypsl
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Tab6nuna 1
Xapaxmepucmuxu coedunenuii la,b, la-f, llla-c
Haiineno/Brruncieno, %
Ne Bpyrro-dopmyna | Beixon, % T ,°C M
C N H
Ia C,H,NO, 65 204—206 378 69,83/69,90 5,86/5,80 7,40/7,45
Ib C,H,,N.O, 47 196—198 428 72,88/72,80 5,65/5,70 6,54/6,50
Ila C,,H,N.O, 64 >300 365 63,99/63,90 4,56/4,50 18,66/18,70
IIb C,,H,,N.O, 53 >300 481 70,86/17,80 5,13/5,10 14,25/14,30
Ilc C,,H,)N.O, 48 >300 455 69,66/69,70 4,98/5,00 15,04/15,00
IId C,H,,N.O, 61 >300 419 67,12/67,00 5,40/5,45 16,13/16,10
Ile C,H,,N.O, 51 298—300 467 70,43/70,40 4,85/4,80 14,67/14,70
IIf C,H,,CIN.O, 60 287—289 467,5 62,83/62,80 5,06/5,10 14,65/14,70
ITa C,,H,N,O, 64 266—268 380 65,34/65,30 4,98/5,00 13,85/13,80
ITIb C,H,N,0, 56 179—181 444 69,22/69,10 5,16/5,20 11,96/11,80
Illc C,H, N0, 48 254—256 454 62,33/62,20 4,79/4,70 12,12/12,10
Tabmuua 2
Jlanuvie cnekmpanvrozo ananusa coedunenuil la,b, Ila-f, Illla-c
Coenunenne XUMHYECKUH CIBHT, O, M.JI
1 2
1,147(3H, MeCH,, J=7,8I'n); 2,40c(3H, Me-C,); 4,05 c¢(2H, MeCH,, J=7.8T'n); 4,52n(1H, H,-
Ia nmpup, J=6,7I'm); 5,03nn(1H, H,-mapun, J=6,7, 7,4'm); 6,95—7.,08, 7,14—7.33, 7.37—7.58, 7,68
Bce- M (10H, apomar); 7,71 a(1H, N-Hamun, J=7,4T'n); 10,25 c(1H, N-H nupu)
2,38¢(3H, Me-C H,); 2,43¢(3H, Me-mupun); 3,76¢(3H, MeO); 4,43a(1H, H,-nupun,J-6,81'm); 5,24
Ib an(1H, H,-mapun, J=7,3; 6,8 I'm); 7,12—8,05 m(11H, H-apomar); 8,06 n (1H, N-H amuz, J=7,3 I'm);
10,05 c¢(1H, N-H nupun)
4,47 n(1H, H,-tupun, J=6,6 I'n); 5,03 an (1H, H,-mupun, J=6,6; 7,1 I'n); 6,70 ¢ (2H, NH,); 7,08—
Ila 7,72 m (10H, apomarma); 7,85 o (1H, NH amun, J=7,1 I'n); 10,55 ¢ (1H, NH mupux); 10,83 ¢ (1H,
NH nupumun)
2,89 T (2H, CH,CH.N, J=5,9 I'n); 3,88 T (2H, CH,CH N, J=5,9 I'n); 4,58 n (1H, H,-nupun, J=6,8
1Ib I'n); 4,81 ¢ (2H, CH,N);5.09 1 (1H, H,-upun, =6,8; 7,7 I'n); 7,00—7,67 m (14H apomarma); 7,72
1o (1H, NH amupn, J=7,7T1); 10,70 ¢ (1H, NH nupun); 11,15 ¢ (1H, NH nupumu)
4,50 n (1H, H,-nupun, J=6,7'n); 4,55 1 (1H, CH,Ph, ?J=13.1 T'n); 4,61 1 (1H, CH,Ph, *J=13.1 T'n);
Ilc 4,97 nn (1H, H,-mapun, J=6,7; 7,4'm); 7,03—7,80; 8,26 m ( 15H, apomaruy +NH); 8,17 1 (1H, NH
amun, J=7,4 I'n); 10,40 ¢ (1H, NH mupun); 10,55 ¢ (1H, NH mupummn)
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[Iponomkenune Tabnuip 2

1 2

1,95 m (4H, -CH,CH-); 3,47 m (4H, ~CH,CH,~); 4,59 n (1H, H,-tupun, J=6,8 I'n); 5,06 an (1H,
IId H,-mupun, J=6,8 ; 7,5 I'm); 7,03; 7,21; 7,41—7,58 Bee-m (10H, apomarw4); 10,50 (1H, NH mapum);

10,75 ¢ (1H, NH mupumu)

3,34 v (2H, CH,CH )N, J=8,1 I'm); 4,11 7(2H, CH,CH N, J=8,1 I'n); 4,60 n (1H, H -mupun, I1=6,7
Ile I'm); 5,08 nn (1H, H,-mmpun, J=6,3 ;7,3 I'm); 6,97—7,70 m (14H, apomaruu); 7,83 1 (1H, NH amun,

J=7,3T'm); 10,65 c¢(1H, NH nupun); 10,93 ¢ (1H, NH nupumun)

1,95 m (4H, -CH,CH,-); 3,47 m (4H, -CH,CH,-); 4,59 n (1H, H,-mupun, J=6,8 I'n); 5,06 nn (1H,
IId H,-mmpun, J=6,8 ; 7,5 I'm); 7,03; 7,21; 7,41—7,58 Bee-m (10H, apomarw4); 10,50 (1H, NH mapum);

10,75 ¢ (1H, NH nupumun)

3,34 v (2H, CH,CH )N, J=8,1 I'm); 4,11 7(2H, CH,CH N, J=8,1 I'n); 4,60 n (1H, H,-mupun, I=6,7
Ile I'n); 5,08 wx (1H, Hy-mapun, J=6,3 ; 7,3 I'n); 6,97—7,70 m (14H, apomarua); 7,83 1 (1H, NH amuz,

J=7,3 T'n); 10,65 c(1H, NH mupun); 10,93 ¢ (1H, NH nupumu)

2,02 M (4H, -CH,CH,-); 2,38 ¢ (3H, Me); 3,62 m M (4H, -CH,CH.-); 4,50 n (1H, H -mupun, J=6,7
IIf I'm); 5,08 mn (1H, H,-mupun, J=6,7 ; 7,3 T'n); 6,95—7,65 m (8H, apomarn4); 7,72 n (1H, NH amwu,
J=7,3T'n); 10,45 ¢ (1H, NH nupun); 10,72 ¢ (1H, NH nupumun)

3,25 ¢ (3H, CH,); 3,46 ¢ (3H, CH,); 4,62 n(1H, H -mupun, J=7,2 I'n); 5,17 nn (1H, H,-mapun, J=6,5

I11a ;7,2 T'm); 7,04—7,45 m (8H, apomaruy); 7,48 o (1H, NH amun, J=6,5 T'nn); 7,85 m (2H, apomatud);
11,03 ¢ (1H, NH nupun);
2,28 ¢ (3H, Ar-Me); 3,26 ¢ (3H, Me-tmpumun); 3,45 ¢ (3H, Me-mpumun); 4,56 n (1H, H,-mpun,
IIIb J=7,2Tn); 5,09 nn (1H, H,-mapun, J=6,5 ; 7,2 I'n); 7,10—8,02 m (11H, apomarna+NH-amun);
10,92 ¢ (1H, NH mupun);
2,32 ¢ (3H, Ar-Me); 3,28 ¢ (3H, Me-mmpumun); 3,41 ¢ (3H, Me-tmpumun); 4,53 1 (1H, H,-tmpun,
IIlc J=7,1Tn); 5,10 nn (1H, H,-mupun, J=6,4 ; 7,1 I'n); 7,00—7,74 (7TH, apomarny), 7,79 1 (1H, NH

amun, J=6,4 I'n); 10,85 ¢ (1H, NH nupun);

TUIaBIEHUS U CHEKTpajbHbIE XapaKTEPUCTHKH COOT-
BETCTBYIOT JINTEPATYPHBIM JTaHHBIM.

N-(5-R-4-rerepun-6-metun-2-okco-1,2,3,4-
TeTParuApONHPUINH-3-11)0eH3aMu k! [a,b

Cwmecs 0,002 monb aznaktona u 0,002 monb a¢upa
[}-aMUHOKPOTOHOBOI KHCIIOTHI B 5—7 MJI YKCYCHOM
KHUCJIOTHI B TeueHue 12—18 gacos. BrimaBmuii mocie
OXJIaKACHUS 1/UIK 100aBICHUS IETPOJICHHOTO 3dupa
0Ca/IoK OT(UIBTPOBBIBAIH U MIEPEKPHUCTATITH30BBIBA-
JI U3 U30IPOIMIIOBOTO CIUPTA.

N-[2-retepun-4,7-nuokcu-5-apuni-3,4,5,6,7,8-
rekcarugpo nupuao|2,3-d]nupumMuanH-6-mi|oeH3u-
namunasl [la-f

OxBuUMOIIIpHOE KommdecTBo (1o 0,002 moms) co-
orBercTBytomux C,N-nuHyKineodmia u 4-apuiuicH-
2-apun-1,3-okcazon-5(4H)-ona xumsarumu B 3—5 Mot
YKCYCHOUM KHCIIOTHI B TeueHue 18—22 4. Bermasmmit
MTOCIIE OXJIAXKICHUS W/WITN J00aBIICHHS IIETPOIICHHOTO

a¢upa ocaiok OTHUIBTPOBHIBAIN U TIEPEKPUCTAIIIH-
30BBIBAJIM U3 U30MIPOIMIOBOIO CIIUPTA.

Coenunenus Illa-c noiayyeHsl MO aHAJTOTUYHOU
METOIMKE.
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