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MU CBbMO B PEJAKIIUIO

CHUHTE3 U AHLWINPOBAHUE
3-APWJI-5-2-©EHUJID TUHNWJI)-4,5-AUT' N IPO-1H-IIUPA30J10B

KiroueBble cJji0Ba: BUHWIAIETIIICHOBBIE KETOHBI, THAPA3HHTHAPAT, ITHPA30JIHHEL,
N-anmnupoBaHUe, IUKIA3AINS.

[MonuueHTpoBbIN XapakTep BUHUIALCTHICHUIKETOHOB CYIIECTBEHHBIM 00pa3oM
CKa3bIBACTCS HA MPOTEKAHUU MX peaknuid ¢ ruapasuHamu. Tak, (E)-1,5-mudenm-
neHT-1-eH-4-un-3-o1 (1) pearupyer ¢ aneTWITHAPa3MHOM IO TPOIHON CBS3W,
obpasys  1-(5-ruapokcu-5-crupmi-3-henmwn-4,5-muruapo- 1 H-nupason-1-mi)3taHoH
[1], a ¢ permnTHAPa3HHOM — TIO TBOIHON ¢ oOpa3zoBaHueM 1,5-audenun-3-peHn-
aTUHWI-4,5-nuruapo- 1 H-nimpasona [2]. Peakius ¢ ruapa3sdiHTHIPATOM TIPOXOANT TI0
o0euM KpaTHBIM CBS3sIM KeToHa 1, 4yTo mpuBOAUT K cMmecu 3-(l-rumpasuHui-
2-pernmaTin)-5-hennn- 1 H-nupasona u 3-(2-ruapasuHui-2-heHUIITHI)-5-PeHm-
1 H-tmpazomna [3].

g cTpyKTypHO M30MEpHBIX BUHIIALETHJIECHIIKETOHaM 1 apuiianeTHiIeHuI-
BUHHWJIKETOHOB 2 OIMCAaHBl PEaKIMU LUKIW3AIUH, MPUBOIAIINE K 00pa30BaHHIO
Iu3aMelmEéHHbIX QypaHoB [4—6] u anernineHnnazupuguHoB [7]. CorinacHO JaHHBIM
paboThl [8], TakOro THIA KETOHBI MPEACTABIISIIOT UHTEPEC U /IS CHHTE3a MOTEH-
LIUATBHO OMOJIOTHYECKH aKTUBHBIX MTUPA30JIMHOB, XOTS CBEACHUN 00 3TOH peakuu
B JINTEpAType HE OOHAPYIKEHO.

Mpbl 0OHAPYKHUITH, YTO KETOHBI 2a—€ PEearupyroT ¢ THAPA3HHTUAPATOM B 3TAHOIE
Opd KOMHATHOM TemIiepaType ¢ oOpa3oBaHueM 3-apwi-5-(2-peHuIsTHHIII)-
4,5-purunpo-1 H-nupasono 3a—e ¢ Bbixogamu A0 84%. Cronp nErkomMy mnpoTte-
KaHUIO 3TOW peakluHu, MO-BUIMMOMY, CIIOCOOCTBYET XapaKTepHas OpHEHTAIUs
€HOHOBOrO (pparmeHTa KeTOHOB 2a—e [9]. OTMeTHM, YTO TIPOIYKTOB MPUCOEIUHE-
HUSI THAPA3WHTUApATa IO TPOWHOMU CBSI3M B PEaKLIMOHHBIX CMECSAX He 0OHAPYKEHO.
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CTpyKTypa COSIMHCHNI 3a—e MOATBEPIKIACTCS HAIMMIHEM B nX criektpax SIMP 'H
JIByX CUTHAJIOB JHAaCTEPEOTONHBIX MpoToHOB 4-CH, 1 mynpTumiera nporona 5-CH
nupasosibHOro nukina. B cnekrpax AMP C HabmIOMAIOTCA CHTHAIBI ATOMOB
yraepofa MHUPa30JIbHOIO IMKIIA, TAKKE MPOSIBISIOTCS CUTHAIBI aTOMOB YIJIEpona
TpoiiHOM cBsi3u. B UK cnekTpax NpUCYTCTBYIOT XapaKTEPUCTUUECKHUE IOJIOCHI
TpoiiHoii cs3u C=C B o6mactn 2227-2218 cm .
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5-AneTHneHUNHUPa3oNrHel  3a—€ OBICTPO OKHCIIIOTCS Ha BO3AyXE, OIHAKO
B3(dupe B NPUCYTCTBUH NHPHIMHA OHHM JIETKO AalWIMPYIOTCS XJIOPAHTUAPHIAMHU
KapOOHOBBIX KHCJIOT ¢ 00pa30BaHHEM YCTOMYMBBIX allMIIPOU3BOJHBIX 4a—C, KOTOpPHIC
WHTEPECHBI KaK COSTMHEHHS C IPOTHBOMUKOOAKTEPHAIEHON aKTHBHOCTBIO [§].

UK criextpsl 3apeructpupoBansl Ha npudoope PCM-1201 B Tabnerkax KBr. CriekTps
SMP 'H u "C 3amucaus Ha cnexrpomerpax Bruker AM-300 (300 u 75 MI'i cooTset-
cTtBeHHO, coemuHeHus 3a,c—e) u Jeol ECX-400A (400 m 100 MI'1Ir cOOTBETCTBEHHO,
coequaenus 3b, 4a—c) B JIMCO-d¢ (coemunenus 3a—e) u CDCl; (coeauuenus 4a—c),
BHyTpeHHHUH craHnapt — TMC. Macc-crieKTpbl BEICOKOTO pa3pelieHus 3aperucTpUpOBaHEI
Ha npubope QExactive, HOHM3ALUS 3MEKTPOPACIBUICHHEM. DJIEMEHTHBI aHAIN3 BBIOJIHEH
Ha CTaHAApTHOH ammapaType mo Metonuke [10]. Temneparypsl IulaBiIeHUs ONPEACIICHB! B
OTKPHITOM Kanuisipe. Vcronp30Bacs TApasuHTHIpAT Mpon3BoAcTBa pupMel Sigma Aldrich.

3-Apun-5-(2-pennadTunna)-4,5-quruapo-1 H-nupazoasl 3a—e (oOmas MeToauka).
PactBop 12 mmounb ketoHa 2 [9] B 40 M 95% EtOH marpesarotr no 60 °C, mobamistor
1.82 r (36 mmomns) 100% N,H4 H,O u ocraBmsior npu KoMHaTHOH Temiieparype Ha 10 4.
Beimasmmii ocagok oTguiabTpoBeIBaoT, npombiBaoT 3 M 50% EtOH u cymar Ha Bo3myxe.

3-®enna-5-(2-pennmmTunni)-4,5-nuruapo-1H-nupasoa (3a). Beixon 84%. becuer-
uete urasl T. mr. 98—100 °C (¢ pasn.). UK crextp, v, eM : 3347 (NH), 2218 (C=C), 1589
(C=N). Cnextp SIMP 'H, 8, m. a. (J, Tw): 3.11 (1H, o. o, 2J = 16.1, °J = 8.1) u 3.35 (1H,
x 1,2 =16.1,°J =10.6, 4-CH,); 4.68-4.78 (1H, m, 5-CH); 7.28-7.68 (11H, m, H Ar, NH).
Crnextp SIMP PC, &, m. 1.: 39.3 (C-4); 50.2 (C-5); 82.5 (CHC=C); 90.3 (C=CC¢Hs); 122.8,
126.5, 129.1, 129.2, 129.7, 130.6, 131.9, 138.5 (C Ar); 149.4 (C-3). Haiineno, m/z:
247.1238 [M+H]". C,7H;5N,. Boraucneno, m/z: 247.1157.

3-(4-Metundennn)-5-2-pennmtuann)-4,5-nuruapo-1H-mapazon (3b). Bexon 81%.
Becrpernsie umbl. T. . 106-107 °C (H,O-EtOH). UK crektp, v, cM @ 3313 (NH), 2225
(C=C), 1589 (C=N). Crextp IMP 'H, 8, m. 1. (J, T'): 2.28 (3H, ¢, CHs); 3.03 (1H, x. 1,
2J=16.0,°7=7.8) u 330 (1H, n. 1, *J = 16.0, °J = 10.3, 4-CH,); 4.62-4.69 (1H, m, 5-CH);
7.15-7.52 (10H, m, H Ar, NH). Criextp SIMP °C, &, m. 11.: 21.4 (CH3); 40.7 (C-4); 50.6 (C-5);
83.0 (CHC=C); 91.0 (C=CC¢H,); 122.2, 125.2, 125.6, 128.4, 128.5, 128.6, 131.3, 132.7 (C Ar);
150.0 (C-3). HaitneHo, m/z: 261.1384 [M+H]". C sH;7N,. Beruaucinero, m/z: 261.1392.

3-(4-Metoxcudennn)-5-2-pennmTunni)-4,5-nurnapo-1H-nupazon (3c¢). Brxon
46%. Becupetnpie urybl. T. mr. > 90 °C (¢ pasn.). UK crektp, v, eM 'z 3310 (NH), 2227 (C=C),
1603 (C=N). Criexrp AIMP 'H, 5, m. 1. (/, T')): 3.06 (1H, 1. 1, %/ = 16.1, °J = 8.1) u 3.32 (1H,
n 1, %) =16.1,%J =10.6, 4-CH,); 3.78 (3H, ¢, CH;); 4.63-4.72 (1H, m, 5-CH); 6.93-7.76 (10H,
M, H Ar, NH). Criextp SIMP °C, §, m. 1.: 39.5 (C-4); 50.0 (C-5); 55.1 (CH;); 82.4 (CHC=C);
90.5 (C=CC¢Hy); 1222, 125.4, 126.6, 128.5, 128.6, 128.8, 131.2, 131.3 (C Ar); 149.4 (C-3).
HaiineHo, m/z: 277.1334 [M+H]". C1sH7N,O. Beraucneno, m/z: 277.1269.

3-(4-Xnoppenn)-5-(2-penwmtunni)-4,5-quruapo-1 H-nupa3sou (3d). Beixon 83%.
Becuserusie uriel. T. mr. 104-105 °C (¢ pasn.). UK crnextp v, cM : 3312 (NH), 2226
(C=C), 1587 (C=N). Cniexrp SIMP 'H, , m. 1. (J, Tw): 3.10 (1H, x. 1, 27 = 16.1, *J = 8.1)
u3.34 (1H, 1. 1, °J = 16.1,°J = 10.6, 4-CH,); 4.70-4.81 (1H, M, 5-CH); 7.30~7.77 (10H,
M, H Ar, NH). Crextp SIMP “C, &, m. 1.: 39.0 (C-4); 50.3 (C-5); 82.6 (CHC=C); 90.1
(C=CCg¢Hy); 122.1, 126.7, 127.2, 128.5, 128.6, 131.3, 131.6, 132.8 (C Ar); 148.3 (C-3).
HaiineHo, m/z: 281.0835 [M+H]". C;7H4CIN,. Bruncieno, m/z: 281.0840.

3-(4-bBpompenni)-5-(2-pennmdTunna)-4,5-qrurugpo-1H-nupazoa (3e). Bexon 80%.
Becupernbie uribl. T. . 100-101 °C (¢ pasn.) (H,O-EtOH). UK crmektp, v, cM : 3314
(NH), 2225 (C=C), 1586 (C=N). Cnextp SIMP 'H, &, m. 1. (J, Tw): 3.13 (1H, 1. 1, °J = 16.2,
J=8.1)u3.34 (I1H, o o, 2J = 16.1, °J = 10.6, 4-CH,); 4.68-4.80 (1H, M, 5-CH); 7.30-7.77
(10H, M, H Ar, NH). Criektp AMP "C, 3, m. 11.: 39.0 (C-4); 50.3 (C-5); 82.6 (CH-C=C); 90.1
(C=CC¢Hy); 1214, 122.1, 127.5, 128.5, 128.6, 131.3, 131.4, 131.9 (C Ar); 148.3 (C-3).
HaiineHo, m/z: 325.0342 [M+H]". C;;H,BrN,. BerucieHo, m/z: 325.0335.

1-Auni-3-(4-metuingennn)-5-(2-pennndTUHII)-4,5-1uruapo-1H-nupa3onsl  4a—c
(o6mas meromuka). K pactBopy 0.107 r (0.41 Mmorb) mupasomuaa 3b u 0.360 r (0.46 MMoIb)
mupuguaa B 40 M Et,O mpu mepememmBannu no0aBiisttoT pactBop 0.41 MMONB COTBET-
cTByMomero ximopanruapuaa B 15 v Et,O, nepeMemmBaioT npu KOMHaTHOW TeMIlepaType
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B TeueHne | 4, mpombiBaroT Boxoi (3 x 30 mur) m cymar Hag MgSQO,. Ocymmmrens GuibT-
pyIoT, GUIBTPAT YIAPUBAIOT B BakyyMe Ha 3/4 00bEMa, BBIMABIINE KPUCTAUIBI OT(QHILT-
POBBIBAIOT M CYyIIAT HA BO3yXE.

1-Auernia-3-(4-meTungenun)-5-2-peHmmdTHHII)-4,5-1uruapo-1H-nupazon  (4a).
Beixon 80%. becupernsie urist. T. mr. 123-124 °C (H,O-EtOH). MK crektp, v, cM :
2238 (C=C), 1658 (C=0), 1601 (C=N). Cnextp SIMP 'H, §, m. 1. (J, T'm): 2.39 (3H, c,
CH;CgHy); 2.43 (3H, ¢, CH;CO); 3.42 (1H, n. 1, °J = 17.2,°J = 4.8) u 3.59 (1H, 1. 1,
2J=17.2,°J = 11.6, 4-CH,); 5.40 (1H, 1. n, °J = 11.6, °J = 4.8, 5-CH); 7.21-7.65 (9H, M,
H Ar). Criextp SIMP “C, 8, m. 1.: 21.6 (CH3CgHy); 22.1 (CH;CO); 41.0 (C-4); 47.5 (C-5);
83.6 (CHC=C); 87.1 (C=CC4¢Hy); 122.5, 126.6, 128.2, 128.5, 129.6, 132.0, 140.9 (C Ar);
154.0 (C-3); 168.8 (C=0). Haiineno, m/z: 303.1486 [M+H]". C2H;oN,O. Brraucneno, m/z:
303.1498. Hatineno, %: C 79.57; H 6.26. C,0H3sN,O. Breruuciaeno, %: C 79.44; H 6.00.

1-benzoni-3-(4-metundenunit)-5-(2-penwmTunni)-4,5-quruapo-1 H-nupasoua (4b).
Beixoa 79%. becupernsie urist. T. mr. 144-145 °C (H,O-EtOH). MK crektp, v, cM :
2234 (C=C), 1627 (C=0), 1599 (C=N). Crextp IMP 'H, 8, m. 1. (J, Tm): 2.38 (3H, c,
CH;CeHy); 3.46 (1H, 0. 1, %J = 17.4,°J = 54) u 3.63 (1H, 1. 1, °J = 17.4,°J = 11.6,
4-CH,); 5.63 (1H, 1. 1, °J = 11.6,°J = 5.4, 5-CH); 7.17-7.30 (5H, M, H Ar); 7.43-7.53 (5H,
M, H Ar); 7.58-7.63 (2H, m, H Ar); 8.05-8.12 (2H, m, H Ar). Crnekrp SIMP BC, 8, M.
21.7 (CH;3;C¢Hy); 40.2 (C-4); 49.1 (C-5); 83.8 (CHC=C); 87.2 (C=CCgHy); 122.5, 126.8,
127.8, 128.3, 128.5, 128.6, 129.6, 130.3, 131.2, 132.0, 134.2, 141.0 (C Ar); 154.8 (C-3);
166.4 (C=0). Haiineno, m/z: 365.1640 [M+H]". C,sH,N,O. Brruncneno, %: 365.1655.
Haiineno, %: C 82.38; H 5.55. C,5sH,oN,O. Brruucneno, %: C 82.39; H 5.53.

3-(4-Metundennn)-5-2-penmndTunmn)-1-2-¢pyponn)-4,5-nuruapo-1 H-nupazoa  (4c).
Boixox 57%. Becusernpie urasl. T. mr. 162-163 °C (H,O-EtOH). UK crektp, v, cM
2231 (C=C), 1637 (C=0), 1596 (C=N). Cnextp SIMP 'H, §, m. 1. (J, Tm): 2.40 (3H, c,
CH;CeHy); 3.43 (1H, n. 1, %J = 17.3,°J = 4.8) u 3.60 (1H, x. 1, °J = 17.3, °J = 11.5,
4-CH,); 5.59 (1H, 1. 1, °J = 11.5, °J = 4.8, 5-CH); 6.54-6.57 (1H, m, H pypuu); 7.21-7.28
(5H, m, H Ar); 7.38-7.42 (2H, m, H ¢ypun); 7.61-7.66 (4H, m, H Ar). Cnextp SIMP Be,
O, M. 11.: 21.7 (CH3C¢Hy); 40.0 (C-4); 48.4 (C-5); 84.0 (CHC=C); 86.8 (C=CC¢Hy); 111.7,
119.3, 122.4, 126.8, 127.8, 128.2, 128.4, 129.7, 141.2, 145.6, 146.3 (C Ar); 155.5 (C-3);
155.7 (C=0). Haiineno, m/z: 355.1433 [M+H]". C,3HoN,0,. Brrancieno, %: 355.1447.
Haiineno, %: C 77.72; H 5.40. C»3H3gN,0O,. Beraucneno, %: C 77.95; H 5.12.
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