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CUHTE3
2-R-5-Ar(Het)-5,6-TATHIPO-7H-[1,2,4| TPHA30JI0[5,1-b][1,3]-
THUA3UH-7-OHOB

Ipennoxxen HOBbIN Metox cuHTe3a 2-R-5-Ar(Het)-5,6-auruapo-7H-[1,2,4]tprazono[5,1-b]-
[1,3]Tnazun-7-onoB konaeHcauuen 3-R-4,5-nuruapo-1H-1,2,4-tpua3on-5-tuoHoB ¢ 3-apui(reTe-
Ppw1)-2-IIPONEHOMIXJIOPHIAMHU.

KiroueBble ciaoBa: 2-R-5-apun(rerepun)-5,6-nuruapo-7H-[1,2,4]rpuazono[5,1-b][1,3]tua-
3UH-7-0HBI, 3-apui(reTepui)-2-NpoNeHONIXIopuasl, 3-apui-4,5-guruapo-1H-1,2,4-tpuaszon-5-
THOHBI.

4,5-Tluruapo-1H-1,2,4-Tpra3on-5-THOH SBIISETCS UCXOMHBIM pPEareHTOM IS
CHUHTE3a KOHICHCHUPOBAHHBIX TE€TEPOIMKIIOB, B YaCTHOCTH MPOU3BOAHBIX 4H-
1,3-tnazun-4-ona [1-3]. UsBectHo, uTo 1,2,4-TpHa3oi-5-THOHBI alUIHPYIOTCA
XJIOPaHTHIPUIAMH KHCIIOT TOJBKO TI0 monokeHuto 1 [4, 5], a K THOHHOM TpyTI-
e sterko (mpu 20 °C) IpHCOSAUHSIOTCS COSIUHEHHMSI, COACPIKAIIME aKTHBUPO-
BaHHYIO KPaTHYIO CBS3b, HAPUMEP METWIIOBBIA 3(Hp MPOMUOIOBON KHCIOTHI
[3], akpumoBas kucioTa [6], akpuioHUTPHI [7].

Panee mamu ObuTO ycTaHOBIIEHO [8], YTO MPU B3aMMOJEHCTBUN HE3aMeIlleH-
Horo 1,2,4-tpuazon-5-tnona (1a) ¢ nuHHAMOWIXJIOPHAOM (2a) oOpasyeTcs He
cooTBeTcTBYIOImMIA 1-anmi-1,2,4-tpua3on-5-troH (3a), a IPOAYKT €ro IuKIIn3a-
mun — S-hbernn-5,6-quruapo-7H-[1,2,4]rpuazomno[5,1-b][1,3]tnaszun-7-ou (4a).
B macTosmeit pabore momoOHOE B3aWMOAEHCTBHE HM3YYEHO HAMHU HAa HOBBIX
nmpuMepax ¢ ydactueM 3-apui-4,5-murunpo-1H-1,2.4-rpuazon-5-tuonos 1b—d u
3-apmn(rerepwin)-2-poneHomxopuaoB 2b—h, mpu 3ToM (BeposiTHO, Hepes
MIPOMEXYTOYHBIE TTPOAYKTHI anuiupoBanust 3b—K [9]) momyueHsr 2-R-5-R'-5,6-
muruapo-7H-[1,2,4]rpruazomno[5,1-b][ 1,3 ]tnazun-7-ous1 (4b—K).
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1a,3,4a-h R=H; 1b,3,4iR =Ph; 1¢, 3,4 j R = p-MeOCgHy;
1d, 3, 4 k R = p-NO,C¢Hy; 2—4 a, 3, 4 i-k R'=Ph; 2-4 b R = 3 4-(McO),C¢H;,
¢R'=p-NO,C¢H,, d R' = p-CIC¢H,, e R' = p-FC¢H,, f R' = magrun-1,
g R' =3 4-merunennuoxcudennn, h R' = Tuennn-2
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[Ipomecc mporekaeT B MATKUX YCIOBUAX (KHIISTYCHHWE B MUPHIUHE B Tede-
mue 1 49), u coequHerns 4 obpasyroTcs ¢ xopommMmu Berxogamu (50-72%),
npraem mpi R = H, R' = Ar  Boixox Beime (4a—g, 60-72%), gem mpu R = Ar,
R' =Ph (4ik, 50-55%), ommako mp R =H, R' = Tremmn-2 nponykt 4h nomy4yen
¢ BbIxooM 51%.

CocTaB M CTpOCHHE CHHTE3WPOBAHHBIX COEIWHEHUH 4 MOATBEPKIAIOTCA
pe3ynbTaTaMH 3JEMEHTHOTO aHalli3a W JaHHBIMHA CIIEKTPAIBHBIX METOJIOB
nccnenoBanws (Tadm. 1, 2).

NudbopMaTuBHEIM T0Ka3aTEIHCTBOM OOpa30BaHUS T'€TEPOLHKIIA SBIIOTCA
JlaHHbIE criekTpockonuu AMP 'H. JIBoiiHast CBSI3b HCXOIHOTO 3-apwmir-2-Tiporre-
HOMJIXJIOpHIA 2, CHTHAJIBI IIPOTOHOB KOTOPOH B crmekTpax SIMP 'H MPOSIBJISI-
I0TCA Kak ABa ny6nera B obmact 6.80 u 7.50 M. 1., OCIIE TeTepOUKIN3aIuN
MpeBpaliaeTcs B OJUHAPHYIO CBSI3b COEAMHEHWH 4 C CHTHAJIaMH TPOTOHOB B
obmactu 3.30-5.50 m. a. (cucrema ABX). Ananu3 GpopMbl CHTHAJIOB B CIIEKTpPE
SIMP "C coenunenus 4a, monyuenHoMm 6e3 mogasienus CCB ¢ mporonamw,
TakKe TOATBEPIKIaeT 0O0pazoBaHME MIECTUWIEHHOTO THA3WHOBOTO IIMKIA, TaK
KaK CHUTHaJl KapOOHHJIbHOTO aTtoma yriepona (& 162.92 M. a.) mposiBisieTcs: B
thopme gyOIitera TPUTLIETOB (*Jen =171, *Jey = 4.3 T'rr) 3a cuer CCB ¢ mporoHa-
mu (pparmenta CH,CH. B UK cnekrpax npoaykroB 4a—k xapakTepucTideckoit
SIBIIIETCS TI0J10ca noruomenus rpymmns C=0 (1730-1720 em ).

OtMmernM, uto 2-Ar-tpuazono[5,1-b][1,3]trazun-7-ous! 4i—K sSBISTIOTCS BIIOJTHE
YCTOWYHMBBIMH COEIMHEHUSMH, TOTJa KaKk HX He 3aMelleHHbIE II0 TIO0JO-
KeHUIo 2 aHaiory 4a—h pu XxpaHeHUU B OOBIYHBIX YCIOBHUSIX MEIIIEHHO THIPO-
JMU3YIOTCS BIIAaroi Bo3ayxa 1o 3-apwi-3-(1H-1,2,4-tpua3on-5-1uo)npomnaHoBeIx
kucioT Sa—h:
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5aR'=Ph, bR'=34-(Me0),C¢Hj, ¢ R' = p-O,NC¢H,, d R! = p-CIC¢H,, e R' = p-FC¢H,,
f R' = maprun-1, g R' = 3,4-merunenuokcndennn, h R' = tuennn-2

MoskHO Tonarath, 4To 2-apWi3aMeIICHHBIE TPHA30JI0THA3HHOHBI 4i—-K sB-
JISFOTCS CTAOMIIFHBIMU COSTUHEHUSAMH 33 CUET COMPSDKEHUS TPUA30IbHOTO ITUK-
Jla C apOMaTHYECKUM KOJIBIIOM, HaXOQImuMcs B nojoxenwun 2. [lpu mepexpu-
cTayum3anyu coequHeHnid 4a—h u3 BOOHON YKCyCHOHM KHCIOTHI JHOO TpH UX
HarpeBaHUU C TOPSYel BOIOI CKOPOCTh THAPOIIH3a CYIIECTBEHHO MOBBIIIAETCS.

CocTaB u cTpoeHHE KUCIIOT 5 MOATBEPIKIAIOTCS Pe3yabTaTaMt SIIEMEHTHOTO
afamm3a (Tadn. 1) U TaHHBIMH CIIEKTPAIBHBIX METOIOB MCCIICNOBaHMA. B criekTpax
SAMP 'H coemunenmii 5 XapaKTEpUCTUUYECKUMU  SIBJISIFOTCS.  YIIUPEHHBIE
cunaraets! npotoHoB rpymn COOH (12.37-12.55 m. a.) m NH (14.12-14.23 m. 1.),
a B UK crektpax — monoca morsomenust C=0 (1680—1720 cm ).
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XapakTepuCTHKH CHHTE3HPOBAHHBIX coefMHeHmii 4a-k, Sa—h

Taonuma 1

Haiineno, %
Coenu- Bpyrro- Beruncieno, % T. ., °C Beixon, M*]
HCHHE tbopmymna %
C H N

4a C11HoN;0S 57.27 3.73 18.33 163-165 70 231
57.14 3.90 18.18

4b Ci3H13N3058 53.45 4.59 14.31 158-160 68 291
53.61 4.47 14.43

4c C11HsN4OsS 47.70 3.09 20.02 200-202 72 276
47.83 2.90 20.29

4d C11HgCIN;OS 49.70 3.23 15.71 158-160 68 266
49.72 3.01 15.82

4e C11HsFN30S 52.87 3.29 16.64 140-142 65 249
53.01 3.21 16.87

4f CisHiiN30S 64.27 3.77 15.19 213-215 67 281
64.06 391 14.95

4g C12HoN303S 52.47 3.06 15.38 192-193 60 275
52.36 3.27 15.27

4h CoH7N308, 45.53 2.80 17.88 150-153 51 237
45.57 2.95 17.72

4i Ci7H13N308 66.64 4.04 13.85 170-173 55 307
66.45 423 13.68

4j CisHi5N302S 64.23 4.66 12.59 191-193 52 337
64.09 445 12.46

4k Ci7H12N405S 57.92 3.66 15.72 250-252 50 352
57.95 3.41 15.91

Sa C1iH1iN;O.8 53.12 4.20 16.71 143-145 83 249
53.00 445 16.86

5b Ci3H15N3048 50.62 4.71 13.73 167-169 90 309
50.48 4.89 13.58

Se C11H10N4O4S 45.19 3.21 18.71 191-193 86 294
44.90 3.42 19.04

5d C11H10CIN30.8 46.48 3.34 14.70 170-172 94 283
46.57 3.55 14.81

Se C11H10FN30.8 49.53 3.88 15.61 161-163 88 267
49.43 3.77 15.72

5f CisHi3N30.8 60.32 4.23 14.22 198-200 91 299
60.19 438 14.04

Sg Ci2H1iN304S 49.31 3.59 14.20 181-183 71 293
49.14 3.78 14.33

5h CoHoN30,S; 42.13 3.28 16.54 147-149 75 255
42.34 3.55 16.46
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Tabnuma 2

CnekTpajbHble XapaAKTePUCTUKHN coeAnHeHuii 4a—k, Sa—h

Coenu- - 1
Here UK cnextp, v, cM Cuexrp SIMP 'H, &, m. 1. (J, T'x)
4a* 3100, 1730 (C=0), 3.42 (1H, m, H-6); 3.90 (1H, m, H-6); 5.45 (1H, m, H-5);
1510, 1450, 1410, 1320 7.42-7.51 (5H, m, C¢Hs); 8.31 (1H, ¢, H-2)
4b 3100, 1730 (C=0), 3.36 (1H, m, H-6); 3.77 (6H, ¢, 2CH30); 3.89 (1H, m, H-6); 5.40
1600, 1500, 1400, 1310 (1H, M, H-5); 6.99 (2H, M, 0-, m-Ha); 7.10 (1H, ¢, 0-Har); 8.28
(1H, ¢, H-2)
4c 3100, 1730 (C=0), 1540 3.53 (1H, m, H-6); 3.94 (1H, m, H-6); 5.64 (1H, m, H-5); 7.80
(N=0), 1500, 1400 (2H, o, J=9.3, 0-Ha); 8.28 (2H, 1, J = 9.3, m-Ha,); 8.32 (1H, c,
H-2)
4d 3100, 1720 (C=0), 3.42 (1H, m, H-6); 3.85 (1H, m, H-6); 5.48 (1H, m, H-5); 7.52
1590, 1490, 1410, 1360 (4H, m, 0-, m-Ha); 8.30 (1H, ¢, H-2)
4e 3100, 1730 (C=0), 3.50 (1H, m, H-6); 3.85 (1H, m, H-6); 5.43 (1H, m, H-5); 7.25
1590, 1510, 1400, 1310 (2H, T, J= 8.1, 0-Ha); 7.67 (2H, M, m-Ha,); 8.30 (1H, c, H-2)
4f 3000, 1730 (C=0), 3.50 (1H, m, H-6); 4.12 (1H, M, H-6); 6.39 (1H, m, H-5);
1590, 1500, 1390, 1320 7.60-8.01 (6H, m, CioH7); 8.25 (1H, M, CioH7); 8.32 (1H, c,
H-2)
4g 3000, 1720 (C=0), 3.28 (1H, M, H-6); 3.88 (1H, m, H-6); 5.38 (1H, m, H-5); 6.06
1590, 1510, 1440, 1400, (2H, ¢, OCH;0), 6.95 (2H, M, o- 1 m-Ha,); 7.11 (1H, ¢, 0-Ha,);
1310 8.29 (1H, ¢, H-2)
4h 3200, 1720 (C=0), 3.61 (1H, m, H-6); 3.78 (1H, m, H-6); 5.68 (1H, m, H-5); 7.03
1580, 1500, 1400, 1310 (1H, n. n, Ji = 5.1, J» = 3.0, Hyer-4); 7.18 (1H, 1, J = 3.0,
Hue-3); 7.54 (1H, 0, J= 5.1, Hue-5); 8.27 (1H, ¢, H-2)
4i 3200-3000, 1720 347 (1H, m, H-6); 3.88 (1H, M, H-6); 5.49 (1H, M, H-5);
(C=0), 1600, 1480, 7.46-8.10 (10H, m, 2C¢Hs)
1430
4j 3100-3000, 1720 3.38 (1H, M, H-6); 3.83 (3H, c, CH30); 3.90 (1H, m, H-6); 5.48
(C=0), 1600, 1480, (1H, M, H-5); 7.07 (2H, 1, J = 8.1, m-Ha,); 7.41-7.54 (SH, m,
1460, 1410 CeHs); 8.03 (2H, 1, J = 8.1, 0-Hay)
4k 3100-3000, 1720 3.44 (1H, m, H-6); 3.95 (1H, M, H-6); 5.56 (1H, M, H-5);
(C=0), 1590, 1530 7.41-7.56 (5H, m, C¢Hs); 8.32 (2H, 1, J = 9.1, 0-Ha,); 8.39 (2H,
(N=0), 1480, 1400 10, J=9.1, m-Har)
5a 3300-2800, 1700 3.14 (2H, m, CH,CO); 5.01 (1H, m, SCH); 7.40 (5H, m, C¢Hs);
(C=0), 1450, 1410, 8.54 (1H, ym. ¢, H-3); 12.44 (1H, ym. ¢, COOH); 14.13 (1H,
1360 yr. ¢, NH)
5b 3300, 2900, 2550, 1700 3.09 (2H, M, CH,CO); 3.66 (6H, ¢, 2 OCH3); 4.97 (1H, M, SCH);
(C=0), 1610, 1520, 6.83 2H, 1, J = 5.1, 0-, m-Ha,); 7.12 (1H, ¢, 0-Ha); 8.58 (1H,
1480 yur. ¢, H-3); 12.38 (1H, yw. ¢, COOH); 14.15 (1H, ymr. ¢, NH)
5¢ 3250, 2900, 2600, 1690 3.05 (2H, m, CH,CO); 5.13 (1H, m, SCH); 7.11 2H, 1, J = 9.1,
(C=0), 1520, 1500, 0-Har); 8.34 (2H, 1, J = 9.1, m-Ha,); 8.48 (1H, ym. c, H-3);
1410 12.41 (1H, ymr. ¢, COOH); 14.17 (1H, yur. ¢, NH)
5d 3200, 2950, 2500, 1680 3.04 (2H, m, CH,CO); 4.98 (1H, m, SCH); 7.36 2H, n, J =9.2,
(C=0), 1490, 1430, 0-Har); 7.42 2H, 1, J = 9.2, m-Ha,); 8.47 (1H, ym. ¢, H-3);
1370 12.50 (1H, ym. ¢, COOH); 14.20 (1H, yu. ¢, NH)
Se 3200, 2950, 2600, 1700 3.09 (2H, m, CH,CO); 4.99 (1H, m, SCH); 7.15 2H, T, J = 7.7,
(C=0), 1660, 1490, 0-Har); 7.46 2H, 1, J = 7.7, m-Har); 8.49 (1H, ym. c, H-3);
1370 12.55 (1H, ymr. ¢, COOH); 14.17 (1H, yur. ¢, NH)
5f 3100-2600, 1720 3.36 (2H, m, CH,CO); 5.84 (1H, M, SCH); 7.57-8.33 (7H, m,
(C=0), 1500, 1400, CioHy); 8.53 (1H, ymr. ¢, H-3); 12.40 (1H, ym. ¢, COOH); 14.23
1310 (1H, ymr. ¢, NH)
5g 3100-2600, 1700 3.02 (2H, m, CH,CO); 4.95 (1H, M, SCH); 6.02 (2H, ¢, OCH,0), 6.82
(C=0), 1600, 1500, (2H, M, 0- u m-Hay); 7.01 (1H, ¢, 0-Hay); 8.48 (1H, ymu. ¢, H-3); 12.37
1430, 1350 (1H, ymr. ¢, COOH); 14.23 (1H, ymr. ¢, NH)
5h 3200, 2900, 2550, 1710 3.07 (2H, M, CHCO); 4.94 (1H, M, SCH); 6.92 (1H, n. &,

(C=0), 1530, 1480,
1320

Ji=54,J,=32, Hue4); 7.13 (1H, 1, J = 3.2, Hue-3); 7.58
(1H, o, J= 5.4, Hue-5); 8.44 (1H, yw. ¢, H-3); 12.41 (1H, y. c,
COOH); 14.15 (1H, ym1. ¢, NH)

* Cnextp °C, 8, M. 1.: 40.47 (C-6), 42.64 (C-5), 127.52 (CgHs), 128.80 (C¢Hs), 129.10
(CgHs), 136.66 (CgHs), 153.16 (C-2), 156.06 (C-3a), 162.93 (C-7).
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Takum oOpa3om, B3aumoeiicTeue 3-apuin-4,5-muruapo-1H-1,2,4-tpua3zon-5-
THOHOB ¢ 3-apm(TeTepriT)-2-TIPOIICHOMIXIOPHAAMH HMEET OOIINNA XapakTep U
SIBIISICTCST HOBBIM YJOOHBIM OJTHOCTAJIUIHBIM METOJIOM CHHTE3a 3aMEIlEHHBIX
5,6-murunpo-7H-[1,2,4]tprazono[5,1-b][1,3]tHa3uH-7-0HOB,  TO3BOJISIOIIIM
BapbHUpOBaTh 3aMecTuTeH (Ar, Het) B momoskeHmsx 2 u 5.

SKCIIEPUMEHTAJIbBHASI YACTb

Cnexrpsl SIMP 3amucanst Ha mpu6ope Varian-300 (300 (‘H), 75 MI'u (**C)) B IMCO-dj,
BHyTpeHHHH cTangapT TMC. Macc-ciektpsl cHATH Ha npudope MX-1303, UK cnektpsl — Ha
npubope UR-20 B Tabnerkax KBr.

2-R-5-Ar(Het)-5,6-{uruapo-7H-[1,2,4] tpua3zono[5,1-5][1,3| THazun-7-oubI (4a—K) (0Omias
meroguka). K pactBopy 10 mmons commuenus 1 B 4 mur mupuauna npu 20 °C mpubaBisioT
pactBop 10 mmonps xmopanrugpuna 2 B 4 miu Oensona. PactBop xumarar 1 9 ¢ oGpaTHBIM
XOJIOJMIIEHUKOM, OXJIKAAIOT U NIPIIINBAIOT K HeMy 50 MJI Bozibl. BeimaBmmit B ocafok mpoaykT 4
OT(UIBTPOBBIBAIOT, IIEPEKPUCTAIUIN30BBIBAIOT U3 YKCYCHOM KUCIIOTHI U BEICYIIMBAIOT.

3-Ar(Het)-3-(1H-1,2,4-Tpua30.1-5-THo)iponaHoBblie KUCJIOTHI (Sa—h) (oOmas meToauka).
Cmech 5 mu Bomsl M 5 mmoip coemunenus: 4a—h BeigepxuBator 24 u npu 95 °C, 3arem
OXJIOKIAIOT, OT(GHIBTPOBBIBAIOT MPOAYKT S, NEPEKPUCTAUIU30BBIBAIOT €r0 U3 YKCYCHOM KHUCIOTBI
U BBICYIINBAIOT.
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