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KonnmeHcamyst apmiiiiaHUIoB ¢ XJIOPMETIIIPOIIAPT I (AJIIVI ) OBBIMH (DUpaMu 1 ST SHIIIIPOITNOIA-
TOM B IIPUCYTCTBHM KAaTATUTUYCCKUX KOJMYECCTB MMUPUINHA IIPUBOINT K 0OPa30BaHUIO TPU3aMEIIEHHBIX

mupuarH-2(1H)-oHoB.
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deHunmponuonar.
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BBEAEHUWE

CTpyKTypHbIE aHAJOTU 2-TIMPUAMHOHA comepXaT-
Ccs BO MHOTMX OMOJIOTMYECKM AKTUBHBIX MPUPOIHBIX
U CUHTETUYECKMX COEIUHEHMSX, KOTOpble 00JagaroT
psimoM JiedyeOHBbIX CBOMCTB [1, 2], B TOM 4ucie, aHTU-
OakTepuaJbHbIMU 1 MPOTUBOIPUOKOBBIMU [3], a Tak-
K€ UCMOJIb3YIOTCS B KauecTBe 3(P(PeKTUBHBIX CPENCTB
neyeHust BUU-undexumii [4, 5]. B 60abIIMHCTBE CTy-
yaeB HaIllpaBJIeHHasi OMoyiornyeckasi MUpuanHCOAEP-
JKallluX MpernapaToB BO MHOTOM OMpeaesieTcs Xapak-
TEPOM T 3aMeCTUTeNIei MTUPUIMHOBOTO IIUKJIA.

ABTOPBI pabOTHI [6] IJIsT CMHTE3a 3aMeIIeHHBIX TTH-
PUAMH-2-0HOB KCIIONb30BAIM AMUHOAIbICTUIOB WK
KETOHOB C 3aMeIleHHbIMU alleTaTaMU B IPUCYTCTBUU
JIATUI  OUC(TPUMETWICHINI)aMKIa, 4TO ITO3BOJISIET

I1oJIyd4aTb IMPOMU3BOIHLIC HI/IpI/II[I/IH—z—OHOB C pasjmmy-
HBIMHU 3aMECTUTEIAAMU B KOJIBIIC.

MeTtonpl cuHTe3a 3aMeleHHbIX mupunuH-2(1H)-o-
HOB IIpenjioXeHbl B padborax [8—12]. Mi3BecTeH Takxke
pPEerroCceeKTUBHBIA METON CHUHTe3a 6-aMUHO-5-GeH-
30mI- 1 -3amemeHHbIX nupuanH-2(1H)-oHoB B3aumo-
JNEWCTBMEM allMKIMYECKHUX KEeTeHOAMMWHOB € 3(pupoM
IIPOIIMOHOBOM KUCIIOTHI [7].

PE3VIJIBTATHI 1 OBCYXJIEHHWE

MEI pa3paboTany MeTOI TPEXKOMIIOHEHTHOTO CHH-
Te3a Tpu3aMelleHHbIX nupuanH-2(1H)-oHOB myTem
B3aMMOICHCTBYS apUIIIMAHUIOB C XJIOPMETUIIIPO-
naprui(ajuIiai)OBEIM 3(PUpoOM U STWI(PEHUIIIPOIINO-
JIaTOM B IIPUCYTCTBUM IIMpuanHa (cxema 1).

Cxema 1

R'-C=N + CICH,0OCH,R?+ Ph-C=C-CO,Et ——>

R’= C=CH(1,3,5), CH=CH, (2,4,6),
R'=Ph(1,4), 4-CH;0Ph(2,5), 4-CH;Ph(3,6)

0
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Huzxe Mbl TpUBOAMM CXeMY BO3MOXHOTO MEXaHU3Ma
oOpa3zoBaHUsS TpuUx3aMelleHHbIX TupuanH-2(1H)-o-
HOB (1—6) (cxema 2). XopoI10o U3BECTHO, YTO HUTPUIIBI
B MPUCYTCTBUM MOPOIIKOOOPA3HOIO IIMHKA BCTYMNAIOT
BO B3aMMOACUCTBUE C a-TrajloreH 3¢pupaMu ¢ oopa3o-
BaHMeM KeTo3(hupoB [12]. PaKTUIeCKN MEePBBIA 3Tall
peakuuu npoTekaeT 1o merony breitza [13] u mocne-
JIYIOIIMM BHYTPHUMOJIEKYJISIPHBIM LTUKJIOJIUMUHUPO-
BaHMEM, YTO IMPUBOAUT K 00pa30BaHUIO 3aMEIIEHHBIX
mupunuH-2(1H)-oHoB (1—6) ¢ Berxomamu 62.1—70.6%.

TakuM oOpa3om, BIlepBEIe pa3padoramm 3¢h@deK-
TUBHBINM, OMHOCTAIUIHBINA cuHTe3 TMpuaoH-2(1H)-o-
HOB 4Yepe3 TaHIEMHYIO peakIIii HUTPWIOB C IPOITHO-
JlaTaMu. DTa METO/ TO3BOJISIET PSIMOE UCTIOJb30BaHUE
HUTPUJIOB, a TaKXe obecreunuBaeT CUHTE3 MUPUIUHO-
HOB-2(1H)-0HOB .c pa3HOOOPA3HLIMU 3aMECTUTEISIMU
KOJIbLIE.

CTpoeHHe M YMCTOTA IOJYYeHHBIX BEIIECTB ITOM-
TBEPKIEeHBI GPUBNKO-XUMUYEeCKUMU MeTogamMu 1 TCX.

OKCITEPUMEHTAJIbBHAA YACTb

Crekrpat AMP 1H u 13C Bemects B CDCI, 3anu-
canbl Ha mpu6ope Bruker SF-300[300.13 (1H), 75 (13C)
MTIu] (I'epmanust), BHyTpeHHMii ctaHmapT-IMJIC.
DJIeMEHTHBII coCcTaB 00pa3lOB OMpenessyii Ha 2Je-
meHTHOM aHanm3arope Karlo Erba 1106 (CILIA).

TAJIBIBOB

Coenunenne 1—6. (Oowasn memoduka). K cycrieH3nu
nuHkoBoit e (10 MM, 1.0 T, 15.3 MMoJb) 1oGaB-
JISITTA METaHCYJIb(MPOHOBYIO KUCIOTY (3.7 MT) B 0e3BOJI-
HoM TT'® (4.0 mir), a 3ateMm depe3 10 MuH H0OaBUIIN
6enzonutpua (0.8 mi, 7.6 mmonb). [1pu TOCTOSTHHOI
TeMIleparype B TeueHue 1 4 1o0aBUIN XJIOPMETUIIIPO-
naprusi(ayuimia)oBoro a¢gupa (1.26 mi, 11.4 MMonb) U
peakIMOHHYI0 CMeCh HarpeBaIu ellle B TeueHue 1 yaca.
3areMm K cMecu no6aBwin atuiadeHunponuoiar (1.4
M, 8.4 mMonb). [locae KUTISITYEHUSI CMeCU B TeUECHUE
3 ¥ Hachmanmm K cMecu gobaswmm 0 M 0% pactsopa
NH,CI u opranuyeckuii cioii 5KCTparupoBaiy 3THU-
JaneratoM (3 X 30 mur), cymmnm 6e3ponHbiM MgSO,,
(UITBTPOBAIA U KOHLIEHTPUPOBAIHU ITPU MMOHKEHHOM
JaBlieHUe. PacTBOpUTENh yIAIsIM TIPU MOHKEHHOM
JaBICHUM, OCTAaTOK XpOMaTo- rpadupoBaiu Ha CHU-
JuKarene (3J10eHT — reKcaH—3Tuiianerar, 9 : 1, 3arem
7:3).

5-(ITIpon-2-un-1-unokcu)-4,6-nudeHuInupuanH-
2(1H)-on (1). Beineneno BemectBa (2). Beixom 64.3
%, T.11. 202—203°C( u3 EtOH). UK-crexTp, v, cM~":
3441, 3310, 2893, 2110, 1967, 1651, 1280, 1120, 1010,
702. Cnextp AMP 'H (300 MIu, CDCl,), 8, m. 1. (/,
In): 2.52 v (1H, =CH, 4J 2.4 Tu), 3.83 n.x (1H, 2J =
16.2 Tu, =CCH,0, *J 2.4 T'n), 4.05 n.x (1H, =CCH,0,
2J 16.2 Tu, 4J 2.4 Tu), 6.45 ¢ (1H, CH), 7.26—741 m
(5H, Ph), 7.45-7.52 m (5H, Ph), 12.21 ym (1H, NH).

Cxema 2
RLCN o
Zn+ HN
THF e
CICH,0CH,R? Ph-C=C-CO,Et _ «
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TPEXKOMITOHEHTHBIM CUHTE3 TPU3AMEIIEHHBIX TUPUANH-2(1H)-OHOB

Criexrp SIMP BC (75 MTt, AMCO-d.), 8, M. 1. (J, Tt);
56.1 (=C-CH,0), 78.0 (=CH), 88.4 (=C-CH,0), 114.3,
118.5, 127.2, 128.2, 128.4, 128.7, 128.8, 130.3, 132.9,
138.1, 147.2, 154.0, 163.7, 166.7. Haiizeno, %: C 79.11;
H 5.08; N 4.61. C, H .NO,. Beruucrero, %: C 79.72; H
5.02; N 4.65.

5-(IIpon-2-en-1-niaokcun)-4,6-1udeHAINHPHA-
mun-2(1H)-on (2). Boineneno BeuniectBa (2). Brixon
70.4%, T.mn. 101—103°C (u3 EtOH). MUK-cnexrp, v,
cm~!: 3080, 3010, 2926, 1640, 1596, 1501, 1360, 1270,
1121, 992, 845, 757, 686. Cnekrp SIMP 'H (300 MIt1,
CDCl,), 8, m. 1. (4, T'n): 4.00 n.x 2H, CH,0, *J 5.67 n
J 1.47 T), 5.17 n.o.1 (1H, H,C=, J*<10.37, 2J=*J 1.57
), 5.26 n.o.0 (1H, H,C=, J®*<17.31 n 2J = *J 1.66 I'1),
5.89 n.n.t (1H, CH=, J** 10.37, 2/ =*J 1.57 u J™@¢]17.31
In), 6.45c (1H, CH), 7.26—7.41 m (5H, Ph), 7.45-7.52
M (5H, Ph), 12.21 ym (1H, NH). Cnekrp AMP BC (75
MIu, IMCO-d,), 8, m. 1. (J, In): 72.3 (=C-CH,0),
117.6 (H,C=), 134.6 ( HC=).114.3, 118.5, 127.2, 128.2,
128.4, 128.7, 128.8,130.3, 132.9, 138.1, 147.2, 154.0,
163.7, 166.7. Haiineno, %: C 79.33; H 5.61; N 4.55.
C,,H,NO,. Boruucseno, %: C 79.19; H 5.65; N 4.62.

5-(IIpon-2-un-1-unokcu)-4-henni-6-(4-MeToKCH-
tenum)mapuaun-2(1H)-ou (3).

T.un. 196—198°C (13 EtOH). BeineneHo BelecTBa
(3). Beixom 62.1%. UK-cmektp, v, cM~': 3437, 3310,
2935, 2110, 1647, 1249, 1107, 833, 702. Criextp IMP 'H
(300 MIu, CDCL,), 8, m. 1. (J, In): 2.51 T (1H, =CH, J
2.4Tu),3.82 1.1(1H,=CCH,0, %/ 16.2 I'u, *J = 2.4 T),
3.84c(3H,CH,),4.04 0.1 (1H,2/16.2 I'u,=CCH,0, J
2.4Tu), 6.42c (1H, Ph), 6.95 1 (2H, J 8.8 I'n), 7.31-7.40
M (5H, Ph), 7.47 n (2H, J 8.8 Tx), 12.25 yu1 (1H, CH).
Cnextp AMP “C (75 MIu, IMCO-d,), 6, M. 1. (J,
): 58.7 (=C-CH,0), 68.8 (=CH), 79.1 (=C-CH,0),
61.2,113.7, 114.2, 118.1, 125.3, 127.2, 128.4, 128.7, 129.7,
138.4, 146.9, 153.9, 161.1, 163.5, 167.0. Haiineno, %: C
79.45; H 5.24; N 4.55. C,)H _NO,. Beruucneno, %: C
79,19; H 5.65; N 4.62.

5-(ITpomn-2-en-1-nnokcu)-4-pennia-6-(4-meTok-
cudeanm)mupuaud-2(1H)-on (4). Beixonm 66.3 %. T.mr.
196—198°C (u3 EtOH). UK-cmektp, v, cm~': 3080,
3009, 2925, 1640, 1596, 1501, 1361, 1270, 1121, 993,
845, 757, 685. Cnextp AMP 'H (300 MIu, CDCl,),
8, m. 1. (J, Tw): 3.84 ¢ (3H, CH,), 6.42 (1H ¢), 4.02
n.a (2H, CH,0, °J 5.67 n *J 1.47 Tu), 5.18 n.a.t (1H,
H,C=, J™10.37, 2J=%J 1.57 I'n), 5.26 n.n.x (1H, H,C=,
Jrae]7.31 m 2 = 4J 1.66 Tu), 5.89 n.n.t (1H, CH=,
Jwe10.37, 2 =4J 1.57 n J®*<17.31 ), 6.95 1 (2H, J 8.8
), 7.31-7.40 m (5H, Ph), 7.47 n (2H, J 8.8 1), 12.25
yur (1H, NH). Cnexrp AMP "C (75 MIu, IMCO-d,),
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8, M. 1.(J, T): 72.3 (=C-CH,0), 116.4 (H,C=), 133.6
(-HC=), 61.2, 113.7, 114.2, 118.1, 125.3, 127.2, 128 .4,
128.7, 129.7, 138.4, 146.9, 153.9, 161.1, 163.5, 167.0.
Haiinero, %: C 78.51; H 6,24; N 4,62. C, H NO,. Bri-
yucneno, %: C 78.66; H 6.27; N 4,59.

5-(ITpon-2-un-1-unokcu)-4-henuna-6-(4-metu-
Jnoxkcudennn)mupuaui-2(1H)-on  (5). Brexonm 69.5%.
T.ur 203—205°C (u3 EtOH). BeigeneHo 6.7 T Bele-
ctBa (5). Beixon 69.5%. UK-crektp, v, cm~": 3310 u
2110 (C=CH), 3425, 2908, 1280, 1110, 825, 779, 1120
(C-0-C). Crekrp AMP 1H (300 MIu, CDCL,), 6, m.
a.(J,T):2.51 1 (1H,=CH, 4/ 2.4 '), 2.39 (3H c,), 6.47
(1H ¢), 3.84 n.n(1H, =CCH,0, %/ 16.2 T, *J 2.4 ),
4.050.1(1H,=CCH,0,%/16.2Tu,*/2.4Tu), 7.25 1 (2H,
Ph,J7.1TIm),7.28-7.42m (7H, Ph), 11.03 ymr (1H, NH).
Crnekrp AMP "C (75 MIu, AMCO-d,), 8, m.x. (J, In):
59.1 (=C-CH,0), 78.2 (=CH), 86.3 (=C-CH,0), 61.2,
113.8, 118.3, 127.2, 128.1, 128.4, 128.6, 129.4, 130.1,
138.3, 140.4, 147.4, 153.8, 163.7, 167.0. Haiineno, %: C
75.21; H 5.44; N 4.32. C, H _NO,. Bruucneno, %: C
75.22; H 5.37; N 4.39.

5-(ITpomn-2-en-1-naokcu)-4-denuni-6-(4-mMeTniok-
cuennmymapuaun-2(1H)-on (6). Bexon 70.6 %. T.ur.
211-213°C (3 EtOH). Brigeneno 6.7 r Bemectsa (6).
Brixon 68.1%. UK-cnektp, v, cm~!: 3081, 3010, 2926,
1642, 1596, 1501, 1359, 1270, 1121, 992, 845, 757, 686.
Cruekrp AMP 1H (300 MIu, CDCl,), 8, m. 1. (J, T):
2.39¢ (3H, CH,), 4.02 n.n (2H, CH,0, *J 5.67 u *J 1.47
), 5.16 n.o.r (1H, H,C=, J*¢10.37, 2J = *J 1.57 T),
5.26 n.o.n (1H, H,C=, J®*17.31 u 2J=*J 1.66 T1), 5.88
n.a.1 (1H, CH=, J®< 10.37, 2 =4J 1.57 u J®17.31 T),
6.47 c (1H, CH), 7.25 01 (2H, J 7.1 T), 7.28-7.42 m (TH,
Ph), 11.03 ym (1H, NH). Cnektp IMP B3C (75 MTI,
AMCO-d,), 6, m. 1. (J, In): 72.32 (=C-CH,0), 117.67
(H,C=), 134.63 (-HC=), 61.2, 113.8, 118.3, 127.2, 128 1,
128.4, 128.6, 129.4, 130.1, 138.3, 140.4, 147.4, 153.8,
163.7, 167.0. Haitneno, %: C 74.41; H 5.74; N 4,31.
C,,H,NO,. Boraucneno, %: C 74.75; H 5.96; N 4.36.

SAKJIIIOUEHUE

BrniepBble onucaHHas peakiusl SIBJSIETCS MEPBbIM
MMPUMEPOM TIOCTPOEHUSI paHee HENOCTYITHON TreTe-
POLIMKJIMYECKON CHUCTEMbl TpHU3aMEILICHHbIX ITHUPU-
nuH-2(1H)-oHoB. CuHTe3MpOBaHHbBIE COEIUHEHUS
MOTYT MPEICTABIATh UHTEPEC JISI MEAUIIMHCKOMN XU-
MUY BBUOY HAJIUUMS B UX CTPYKTYpe reTepoaToOMOB B
TOM YHCJIe a30Ta.

KOH®JIMUKT UHTEPECOB

ABTODBI 3asIBJISIIOT 00 OTCYTCTBUM KOH(IUKTA UH-
TEPECOB.
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TPEXKOMITOHEHTHBI CUHTE3 TPUSAMEIIEHHBIX TUPUINUH-2(1H)-OHOB 687
Three-Component Synthesis of Trisubstituted Pyridin-2(1H)-ones

G. M. Talybov*

Azerbaijan Technical University, prosp. G. Javida, 25, Baku, AZ 1073 Azerbaijan
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Condensation of aryl cyanides with chloromethylpropargyl(allyl) ethers and ethylphenylpropiolate in the
presence of pyridine leads to trisubstituted pyridin-2(1H)-ones.

Keywords: pyridin-2(1H)-one, aryl cyanide, chloromethylpropargyl(allyl) ether, ethylphenylpropiolate
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