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CHUHTE3 INIUPUJINH-2(1H)-OHOB
BHYTPUMOJIEKYJISIPHOM ITAKJIN3AIIAEN AMHI0B
B-EHAMMWHOKETOHOB

[lokazaHo, uTO BHYTpUMOJIEKYJIsApHas UMKiIu3auus N-(1-mermi-3-okcoOyT-1-eH-
1-mn)peHun- U -TO3UIALEeTaMHIOB B OCHOBHBIX Cpe/laX MPUBOIMT K 3-peHun- u 3-to-
3WI3aMeeHHBIM 4,6-mumeTunmupunnd-2(1H)-oram.

KaroueBsbie cioBa: amus, -eHaMuHOKeTOH, nupuauH-2(1H)-oHBI, BHyTpUMOIIEKyY-
JSIpHAas UKITH3aLus.

EnvHCTBEHHBIM TNPUMEPOM BHYTPUMOJEKYJSIPHOTO 3aMBIKaHMS IMKIA
aMHJ0B [-€eHAMHHOKETOHOB, MPHUBOZsMEro K nupuanH-2(1H)-onam, sBiseTcs
LOUKIW3as MUPUAMHUEBON coin, obpasylomielics u3 xiopauneramuaa la u
nupuanHa, B xaopug 1-(1,2-auruapo-2-okco-3-mupuauHmT ) IupuanHus 2 [1].

C uenplo U3y4YeHHsT BO3MOKHOCTH HOAOOHOM peakuuu AJs APYTHX TMpen-
CTaBUTENel aMHUIOB [-eHAMHMHOKETOHOB HaMH CHHTE3HpOBaHBI (eHMIIALET-
amug 1b u Tosmmaneramun lc. Coegunenus la,b momyyanu anuiIupoBaHHEM
eHaMUHOKeTOHa 3 [2] XJIOpaHTHAPUAAMH COOTBETCTBYIOIIMX KapOOHOBBIX
KHCIIOT, coeiuHeHue lc¢ — peakuued xjopaunerampaa la ¢ n-TONyoOJCYJIb-
¢unarom Hatpus B JJMDA.
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YCTaHOBIEHO, YTO NPU JAEHCTBUU CIMPTOBOTO PacTBOpA ILIENOYH HA COEIH-
Henre 1b muxnmmzamuu He npoucxoaut. Ilo mamueiM TCX, B peakmuoHHOM
cpene GUKCUpyeTCs IPOAYKT €ro THAPOJIN3a — eHaMHUHOKETOH 3. 4,6-/lumeTni-
3-benunnupunus-2(1H)-oH (4) ¢ Beixonom 53% yaanoch MOMyYUTh MPHU MPOBE-
JIeHUH peakimu B abconmoTHoM TI'®D B mpucyTcTBUH mpem-OyTHiiaTa Kaius.
OnHako W B 3TOM cilydae, IO JAHHBIM XpOMAaTO-MAacC-CIIEKTPOMETPUH, 0O0Y-
HBIM TIPOJYKTOM pEaKLWU SBISETCS €HAMMHOKETOH 3, MOJydaroluiics B pe-
3yJbTare ruponnsa coenquHenus 1b Bomoil, oOpa3syromieiics npy HUKIU3aLUH.

Toszunaneramun lc mpespamjaercs B nupuaua-2(1H)-on 5 yxe npu neit-
cTBuM moTama B pactBope JIM®PA. HykneoduiabHoe 3amerieHue Xjopa Ha
TO3WIBHYIO TPYIITy B COSAWHEHUU la M IHMKIM3AKI0 00pa3yIoerocs: TO3ui-
areraMpga 1¢ MOXKHO TPOBECTH KaK OJHOPEAKTOPHbIM cuHTe3. Ilpm B3anmo-
NEeWCTBUH XJIopaneramuia 1a ¢ n-Toayoicyinb(pUHATOM HATPHsI B MPUCYTCTBUH
kapOonara xanust oopazyercst nupuauH-2(1H)-ou 5 ¢ Beixomom 71%. Hocrtym-
HOCTb MCXOTHBIX COETUHEHUH, TPOCTOTA IIPOBEACHHS SKCIIEPUMEHTA, XOPOLINe
W YIOBIETBOPHUTEIbHBIE BBIXOBI, IO3BOJIIOT CHENIAaTh BBIBOA, HYTO TaKOM
MOX0J] K cuHTe3y nmupuanH-2(1H)-oHOB sBiIsSeTCS MePCIIEKTUBHBIM.

SKCIIEPUMEHTAJIbBHASI YACTb

Crektpsr IMP 'H u C wuccrmemyeMbix CcOeMHEHHiI 3aperHCTPHPOBAHbI HA
crektpo-mMerpe Bruker ARX-300 (300 u 75 MI'm coorBerctBernno) B CDCl,
(coemuuenus la—c, 4) u JIMCO-dg (coenmuuenue 5), BHyTpeHHmid craHmapr TMC.
Crektpsr  SIMP  °C  momyuensr B pexume J-momymsuuu. WK crexTpsl
3apeructpupoBanbl Ha criektpomerpe INFRALUM FT-801 B tabnerkax KBr. Macc-
CHEKTpBl 3amMcaHbl Ha Macc-cnekrpo-merpe Agilent 5973N (DY, oHeprus
HMOHU3MPYIOMKX 35eKkTpoHoB 70 5B, Temneparypa ucnaputenst 230-250 °C). Konrpons
32 XOJOM PEaKIHWi W YHUCTOTOW BBINEISIEMBIX COCAMHEHHWH OCYIIECTBIISLICS METOIIOM
TCX na mractuakax Sorbfil AD-A-YO.

Monyyenue enamuHokeroHoB la,b (oOmas meroxmka). K 0.991 r (10.0 mmoib)
eHamuHoketoHa 3, 1 ma (11.0 mMonp) Ge3BogHOrO TUpHAWHA B 15 M aGCOMOTHOTO
xJIopoopMa MpH MEepPeMENIMBAHUU M00aBIAIOT 1O Kamwisiv  10.5 MMoib cooTBeT-
CTBYIOILETO TanoreHaHruapuaa. CMech NepeMeInBaT 1 9 Ipu OXJIAKAECHUH JILIOM H
3 4 mpu KOMHATHOW Temmeparype. 3areM pasbaBmaor 10 M xmopodopma u
npomseiBatoT 30 ma 10% pactBopa HCI 1 Bomoii 10 HEWTpallbHOM peakiny MPOMbIBHBIX
Boa. Opranunyeckyro ¢a3y cymiat 0e3BOJHBIM CyJb(}haTOM HATpHs, XJIOpodhOopM OTro-
Hst0T. CoeaMHEeHHE MEePeKpPHUCTAUIM30BBIBAIOT M3 CMECH JSTHJIaleTaT—eTposIeHHbIN
a¢up, 40:70.

N-(1-Metuin-3-okco0yT-1-en-1-un)xnopauneramun (la). Boixon 1.194 r (68%),
1. 1. 67-68 °C (1. . 71 °C [3]). UK cmektp, v, eM 't 31503250 (NH), 1734 (C=0),
1593 (NC=0). Cnextp SIMP 'H, §, m. 1. (J, I'm): 2.18 (3H, ¢, COCH3); 2.40 (3H, x,
*J=0.9, =C-CHs); 4.10 (2H, ¢, CH,); 5.46 (1H, x, *J= 0.7, =CH); 12.97 (1H, ym. c,
NH). Cnextp SIMP "°C, 8, m. 1.: 21.60 (=C—CH3); 30.47 (COCHs3); 43.17 (CH,); 107.29
(=CH-); 153.51 (=C-N); 166.19 (NHCO); 199.77 (COMe).

N-(1-MeTuia-3-oxkco0yTt-1-en-1-un)pennaaneramus (1b). Bexox 1.138 1 (56%),
T. 1. 4243 °C. UK cnextp, v, cM ' 3300-3400 (NH), 1712 (C=0), 1598 (N-C=0).
Cnextp SIMP 'H, 8, m. 1. (J, T'm): 2.10 (3H, ¢, COCH;); 2.35 (3H, 1, *J= 0.9, 1-CH;);
3.66 (2H, c, CH,); 5.30 (1H, ¢, =CH); 7.24-7.42 (5H, m, C¢Hs); 12.35 (1H, ym1. ¢, NH).
Crextp SIMP C, §, m. x.: 21.85 (=C—CHj3); 30.43 (COCH3); 45.65 (CH,); 105.84
(=CH); 127.42 (C-4, C¢Hs); 128.88 (C-2, C-6, C¢Hs); 129.45 (C-3, C-5, C¢Hs); 133.73
(C-1, C¢Hs); 155.07 (=C—-N); 170.69 (NHCO); 199.55 (COMe). Haiineno, %: C 71.94;
H 6.95; N 6.40. C;3sHsNO,. Beruucneno, %: C 71.87; H 6.96; N 6.45.
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N-[1-MeTuJj-3-o0kco0yT-1-eH-1-n1]-2-[(4-MeTHiiennt)cyabgoHua| aneramus
(1c). Cmech 0.176 1 (1.0 mmomns) xnopaneramuaa la, 0.294 r (1.5 MMoup) MoHOTHApaTA
n-tonyoncynshunara Hatpus u 0.017 v KI B 3 mu abcomotHoro IM®PA mnepeme-
HUBAOT 38 9, 3aTeM BBUIMBAIOT B 12 MJI BOJBI M OXJAXKIJAIOT. BEIIaBIIMK OcCagok
OT(WIBTPOBBIBAIOT M MEPEKPUCTAIUIN30BEIBAIOT U3 3TaHoua. [lomyuator 0.265 r (90%)
coequuenns le¢, 1. mr. 160-161 °C. UK crektp, v, cm '@ 1601 (NC=0), 1704 (C=0),
3250-3400 (NH). Criextp SIMP 'H, 8, m. 1. (J, T'n): 2.16 (3H, ¢, COCH;); 2.30 (3H, 1,
*J=0.7,=C—CHjs); 2.45 (3H, ¢, C¢H,—~CHs); 4.08 (2H, ¢, CH,); 5.41 (1H, ¢, =CH); 7.36
(2H, 1, °J = 8.1, Ar); 7.82 (2H, n, °J = 8.1, Ar); 12.60 (1H, ym. ¢, NH). Cnextp SIMP
BC, 8, m. 1.: 21.64 (C¢H4~CHs); 21.71 (=C—CHj); 30.53 (COCH,); 64.49 (CH,); 107.23
(=CH-); 128.45, 129.98, 135.52, 145.54 (Ar); 153.42 (=C-N); 160.34 (NHCO); 199.82
(C=0). Haiineno, %: C 55.55; H 5.42; N 4.94. C3H,sNO,S. Breranucneno, %: C 55.50;
H 5.37; N 4.98.

4,6-Iumernia-3-pennamapuana-2(1H)-on (4). K pacreopy 0.109 r (0.5 mmoinb)
¢denmnaneramuna 1b B 4 mu abcomoraoro TT'® npu oXJIaKACHUAU JBIOM H IepeMe-
mBanuu npubasisrot 0.084 r (0.75 MMois) mpem-0yTunata kanus. Yepes 2.5 1 pac-
TBOPHUTEIH YIIAPUBAIOT, OCTATOK PACTHPAIOT C BOJIOH, COSTMHEHUE OTPIITPOBBIBAIOT U
MePEeKPUCTAITN30BBIBaI0 n3 3Tanona. Ilomywaror 0.053 1 (53%) coeamuenus 3, T. mi.
212-213 °C. UK crektp, v, cM @ 1628 (NC=0), 3300-3400 (NH). Crextp SIMP 'H,
S, M. 1. (J, Tm): 2.02 (3H, ¢, 4-CHj3); 2.22 (3H, ¢, 6-CH3;); 5.96 (1H, ¢, H-5); 7.19-7.50
(5H, M, C¢Hs); 12.87 (1H, ymr. ¢, NH). Cniextp IMP °C, 8, m. 1.: 18.74 (4-CH3); 20.67
(6-CH;); 109.10 (C-5); 126.95 (C-4, Ph); 127.16 (C-3); 128.03 (C-3, C-5, C¢Hs);
130.32 (C-2, C-6, C¢Hs); 135.97 (C-1, C¢Hs); 143.14 (C-4); 149.45 (C-6); 164.44 (C-
2). Macc-cniektp, m/z: 199 [M]" Haiineno, %: C 78.40; H 6.53; N 6.98. C;3H3NO.
Brruncieno, %: C 78.36; H 6.58; N 7.03.

4,6-Aumetui|(4-meTuadenun)cyabponumia|nupuaud-2-on (5). Cmecy 0.176 1
(1.0 mmoms) coequrenus 1a, 0.207 T (1.5 mmois) K,COs, 0.294 1 (1.5 MMOIIB) MOHO-
rungpara n-rormyoncyinspunara Harpus, 0.017 r KI u 3 mu abcomornoro IM®PA nepe-
MEIIUBAIOT 3 CYT, OCJIE Yero BhUIMBAIOT B 12 M1 BOABI U oxJaxaaoT. Ocagok OThHIb-
TPOBBIBAIOT U MEPEKPUCTAIIM30BBIBAIOT U3 dTaHoia. [lomydator 0.196 1 (71%) coenn-
HeHus 5. Ananormuno, u3z 0.295 r (1.0 mmoip) coequnenus 1e, 0.207 r K,CO; B 3 M
abcomotHoro JIM®PA npu nepememuBanud B Tedenwe 24 u momydaror 0.177 r
(64%) coenuuenus 5, T. mwr. 268-270 °C (¢ pasn.). UK crektp, v, cMm : 1623 (NC=0),
3200-3400 (NH). Crextp SIMP 'H (IMCO-dy), 8, m. a. (J, Tu): 2.16 (3H, ¢, 4-CHs);
2.36 (3H, ¢, 6-CH3); 2.62 (3H, ¢, C¢H4~CHs); 6.07 (1H, ¢, H-5); 7.33 (2H, 1, °J = 8.1,
Ar); 7.80 (2H, n, °J=8.1, Ar); 12.01 (1H, yur. ¢, NH). Crextp SIMP *C (IMCO-dy),
o, M. 1.: 18.37 (6-CHj3); 20.91 (4-CHs); 21.14 (CcH4—CHj3); 109.15 (C-5); 122.70 (C-3);
127.55; 128.68; 139.46; 142.95 (Ar); 151.29 (C-6); 156.33 (C-4); 158.29 (NCO).
Haiineno, %: C 60.72; H 5.50; N 4.99. C,3H3NOsS. Breruucneno, %: C 60.63; H 5.45;
N 5.05.
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