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C. I. Kpusokossicko, B. JI. Hdagenxo, B. II. JIursumos?

VIOBHBI METOJ CWHTE3A 3AMENIEHHBIX
2-AJNIKVJITAO-4,6- TAMETUJI-5-®EHIXK APBAMOI-3-
I[IAAHO-1,4- TATVINPOIIMPUINHOB

Tlpu HOCHeOBATENBHOM B32MMOREHCTRUY Z1IETAILACTUAA C {UAHOTHOAIETAMUTIOM,
aleTOaneTaHIIMIOM, C/-XIOPAUCTAMUROM WITH DEHAIIOPOMUIOM B IPHCYTCTBUY U~
HEPUIMHA TOXYUESHB! 3AMEIEHHbIe 2-aKUITHO-2,6-tumMerir-S-benunkapdamoni-3-
IMaso- 1,4~ AUrHIpOTMPUTMEBL.

Karogesstie CICBa: AllETATBLIETH], alleTOANETABAETH]], 3aMeIeHbIe 3-[TMAHOmMpY-
-2 (1H) -tronsl, Teeso0{2,3-b] mupumum, 3-tmano-1,4- MU pONMpUME, THAHOTUO-
aneTaMuy, MEOTOKOMITOHEHTHAS KOHIEHCAITHI.

Korpencanvg aguinga aneToyKCyCHOM KACIOTH, TPOIMOHOBOTO AJBACTHAA B
OUAHOTHOAIETAMHANA B IPUCYTCTBAE N-METIIMOPQOIEHEA IPUBOLAT K 00pasosa-
HAO 6-Mmerwa-5-¢gennmnkapbamonn-3-nuaro-4-sramunpunae-2 (1 H) -tuona, air-
KWIMPYIOMEroCs B OCHOBHOM cpege ¢ o0pasoBamweM COOTBETCTBYIOMIMX
saMemeHanX 2-muprawicynehunos [1 ] OTMeueHO Taxxe pasiawyHOC BIMSHUC
opraamgeckrx ocHopanui (N-MerrrMopdonvEa ¥ OUNepunHa) HA B3aWMOAEH-
CTBYIE THCHIJIMETHICHIEABOTAOAICTAMAHA ¢ 2-areToaneTOTOIYUOUAOM, TPHEO-
A9IGEe X 3aMENICHHABIM J¥- WI¥ TeTPATHApO-3-MHaHOmupuizH-2-tronaTamM [2].
B maTeparype, OZHAXO, OTCYTCTBYIOT CBENCHHWI O IONYyUSHWH THADHPOBAHHBIX
4-anxui-3-nuasommpunni-2 (1 H) -trosoB, copepxammx aMEIHYO I'PYIIIUPOBKY,
7 WX HPOM3BONHBIX, SBJISIOMZEXCI OOTCHIAANPHBIMA OHOJOTHHIECKY AKTHBHEBIME
coemmuesmsvE [3—5]. B macrogmein paboTe HMpemIoXeH ONMH K3 BAPUAHTOB
pETIEHNY YKA3AHHOM MpoOIeMbL.

Hamu ycraHOBAEHO, YTO B3aMMOfeicTsue aneranbieraaa (1) ¢ mmasoTroaner-
amuzgoMm (2) u ameroareramwmanoM (3) B sranosne npu 20 °C B mpucyrcTBEH
u3bpiTka N-MeTwaMopdOoNmEa MPOTEKAET AHAJOTMUHO DEAKIWy, ONWCAHECH
B pabore [1], mpw 5TOM mOnyuYeH THOH 4,aJKWIHPOBAHEE KOTOPOTO HONHCTHIM
METHJIOM IPUBOIET K CyThduny 5.
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Ilpw TpoBENeAVH PEAKIHA B AHAJIOTWUHBIX YCAOBMSX, HO B OPHUCYTCTBHHA
r30hTKa nUUepEgEHA ¢ TOCAEOYyIomed o0paboTkodl pPEaKmHOHHON CMecH
rajioreHmaaMy 6 mosyueHsl 3-nuaHo-1,4-TurvaponupuAMHEL 7 C BEIXORAOM HO
82%. Drto MOxXHO OOLICEMTE TeM, YTO HPOMEXYTOUHC oOpasyromuecs
[UIEPUANHAEEEE COMM, O-BAAAMOMY, Oosee crabmabuer, yeM N-meTmimopdo-
JUHAEBHC, KOTODHIE B DOPONECCE pEakOm\ OKHCASIOTCH ¢ 00paszoBasmeM
3-nuaHonupuInHA 5.

345



Ty

R ek

Me b

1{1’ Me Me
E ] PhHNOC, CN PhHNO CN
1+ 2+3 g ,\ —_— HO + —
-H,0 Me é i S Me g S~ NH,
NH,
L -
r Me 7 Me
hHN :
PRHNO CN Ha~y  PRHNOC CN
(.| e ]
Me S~ NH, Me” SN sz
H H
! ] Ta

6,7 aHal = Cl, Z = CONH,,, b Hal = Br, Z = COPh

WK coexTpel coenmHeHmE 7 COAEPXAT XAPAKTEPHHE MOJOCH MOrIOMICHUS
BAJICHTHHX KOJIe0aHUN COMpPAKEeHHON MuAnorpyms: mpu 2190—2197 oM L aBmx
cmektpax SIMP 'H MPHCYTCTBYIOT CHTHAJE IPOTOHOB JUIrHIPOMUPATAHOBOTO
dparmenra 7 rpymasl 4-Me B obzacta 8.87—9.70 (1H, ¢, NHD, 3.51—3.57 [1H,
x, C@WH] = 1.05 m. 5. (3H, 1, 4-Me), rpyom PhNHCO, 6-Me u SCH2Z — B
COOTBETCTBYIOIUX OQ/IACTIX (CM. SKCIIEPHMEHTATBHYK YACTh).

Hurmaponvpunmicyasgun 7a B OCHOBHOM Cpele HMUKAM3yeTcd B TweHo[2,3-
blovpunma 8, TOMYyUYCHHBIH TAKXe HE3aBUCHMEIM CHOCO00OM M3 THOHA 4 u
a-xJopaneraMuga 6a B mpuCyTCTBHM HBYXKpaTHOro mabnrka KOH.

IKCHEPUMEHTAJIBHAS YACTH

UK coexrpsr cHATHL Ha crekrpodoromerpe MKC-29 » BasenmuosoM Macre. Crexrpsr JMP B
3anmcans! Ha mpubopax Bruker AC-300 (300, 13 MI'n) (coemvmenus 4, 5, 7) u Bruker WP-100 SY
(100 MI'w) (coemunenwms 7a,b) 8 AIMCO-ds (suyrpensuii craugapt TMC) . KouTpOIIs 32 XOHOM peaxiuu
M MHAMBUEY JIBHOCTBIO BEBIECTB OcyuiecTBiIsumy ¢ momomsio TCX sa macrrrkax Silufol UV-254 (amo-
€HT aeTOH—TeKcaH, 3 : 5).

4,6-ImmeTnA-5-bermikapbamori-3-qrasonupurun-2 (1 H) -tuon (4). Cmecy 0,56 mx
(10 vmo15) anerampgersya 1, 1 r (10 Mvoms) nuasoTHOZNETAMEAR 2, 1.17 1 (10 MMOmD) 2mMmvAa 3 1
1.5 mx {15 mmoms) N-metrumvopdosmaa B 15 v stasona npu 20 °C nepememiusaior 4 4, Hocie 4ero
ocraBastor Ha 12 7. 06pasopasiumiics 0Caf0K OTHIIIBTPOBBIBAIOT, IPOMBIBAIOT STAHOJIOM U FEKCAHOM.
Homyqarot 2.24 1 (79%) Tmosa 4. T.wr. 311—313°C (cy6xa.) (AcOH). BK cekrp: 3150—3300 2NH),
2220 (CN), 1590, 1650 emt (C=0). Coextp AMP 1 2.40 (6H, c, 2Me); 7.18 1, 7.30 1, 7.64 5 (§H,
Ph); 10.38 (1H, ¢, CONH); 14.10 M. x. (1H, ym. ¢, NH). Haitzeno, %: C 63.40; H 4.73; N 15.01;
S 11.15. C15sH13N30S. Berucneno, %: C 63.58; H 4.62; N 14.83; S 11.32. )

- 4,6- IyMeTin-2-MeTaaTao-5-benmnxapbamonn-3-nuagonupuauy (5). K cycmensuu 1.42 r
(5 mvop) THOHA 4 B 15 M1 5TaHOMA TIpU nepeMenmiBanuy godasamor 2.8 M (S Mmons) 109 Boxsoro
pacrsopa KOH, gwepes 1 My — 0.3 Mot (5 Mmoie) Metrummoguaa. Yepes 1 4 0canox oThuiIsTpOBEIBAIOT,
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TIPOMBIBAOT ITAHOIOM M rekcasoM. Ilomyqaror 1.35 r (91%,) coepumenus 5. T. rwr. 187—189 °C (s1a-
mon) . UK cexrp: 3165—3330 (NH), 2220 (CN), 1610, 1650 oM™t (C=0). Crextp IMP :245¢cu
2.57 ¢ (6H, 2Me); 2,64 (3H, ¢, SMe); 7.10 1, 7.33 1, 7.68 g (SH, Ph); 10.37 m. n. (1H, ¢, CONH).
Haiimeno, %: C 64.44; H 5.20; N 13.95; S 10.61. C16H1sN30S. Beraucneno, %: C 64.62; H 5.08;
N 14.13; S10.78.

2- AKaITEO-4,6-TEMETAI-5-(he Erarapbamoni-3-nuaso- 1 ,4-nuranponupauss! (7a,b). CMech
0.56 M (10 mvone) anpgeruna 1, 1 r (10 mmomp) uagotuoaneramuza 2, 1.17 r (10 mvoims) arwmga
3 u 1.48 mu (15 mmons) mumepuzmea 8 20 it oranona mpu 20 °C nepemMermuMBaioT 3 4, HOCHKE HETO
no6asxaroT 10 MMOIB COOTBETCTBYIOmIETO raorenupa 6a,b. Yepes 1 1 ocafok 0TQuiIbTPOBBIEAIOT, HPO-
MBIBAIOT ITAHOJIOM U IEeKCAHOM.

Coepurenue 7a: gexop 2.64 v (77%), 1. wi. 235—237 °C (sranon). UK crnexrp: 3150—3240,
3360 (2NH, NH2), 2190 (CN), 1630, 1655, 1715 e (2C=0). Criextp SIMP 'H: 1.05 3H, 7, 4-Me);
1.97 (3H, ¢, 6-Me); 3.57 (1H, x, C9H); 3.64 (2H, ¢, SCH2); 7.021, 7.29 1, 7.58 1 (5H, Ph); 7,55¢cu
7.85¢ (2H, CONH2); 9.70 M. 1. (2H, ¢, NH u CONH) . Haitnero, %: C 59.44; H 5.46; N 16.22; $ 9.28.
C17H18N4028. Beraucaeso, %: C 59.63; H 5.30; N 16.36; S 9.36.

Coemuaerne Tb: seixox 3.31 r (82%), 1. mr. 202—204 °C (sranom . YK cmexTp: 3300—3375
(2NHD, 2197 (CN), 1605, 1637, 1670 oM™ (2C=0). Criexrp SIMP “H: 1.05 (3H, 1, 4-Me); 1.94 (3H, c,
6-Me); 3.51 (14, x, C(H); 4.71 (2H, ¢, SCH2); 7.02 1, 7.29 1, 7,62 M, 7.99 1 (10H, 2Ph); 8.87 (1H,
¢, NH); 9.79 m. 1. (1H, ¢, CONH). Hatimero, %: C 68.58; H 5.42; N 10.23; S 8.12. C23H21N30:2S.
Beraucneno, %: C 68.46; H 5.25; N 10.41; S 7.95.

3- AMuaO-2-KapOamonn-4,6~mameTii-5-heamnkapbavonnraeno2,3-b] mpanun (8). A. K pac-
tB0pY 1.71 r (5 MMON®) JuTHIpOIMpUAUHEA 74 B 10 Mx IM®A npu nepemertupaniy 1o0aBiaroT 2.8 M
(5 Mmosb) 10% BogEOro pacTeopa KOH u nepememusaroT 3 4, pagbaeasior 10 mu soxst u oxduisrpo-
BBIBAIOT OOPA30BABIIMICT OCAZIOK. [IDOMBIBAIOT STAHOIOM M TeKCAHOM. Ionyuaror 1.14 (679%,) coemu-
Hemmg 8, T. wi. 259—261 °C (IMPA). UK crextp: 3150—3360 (NH, 2NH>), 1570, 1620, 1680 omt
(2C=0). Cnextp IMP :2.55cu2.73¢ (6H, Me); 6.80 (2H, ¢, NH2); 6.95 (2H, ¢, CONH?2); 7.09 1,
7.30 1, 7.70 1 (5H, Ph); 10.38 m. 1. (1H, c, CONH). Hafzeno, %: C 59.81; H4.55; N 16,68; 5 9.54.
C17H16N4028S. Brruncaeno, %: C59.98; H 4.74; N 16.46; S 9.42.

B. K cycriensuw 1.42 t (5 vmoie) TioHa 4 B 10 M1 IM®A npu nepeMernmBsa sy nobasnsroT 2.8 M
(5 MMonp) O-xaopaueTamua 6a. PeaknuoHHyI0 CMECH NEPEMEMIHBAIOT eI 3 y, mOCJE YEerQ BHOBB
nobasnszor 2.8 M 10%, soxmoro pacreopa KOH, npoxospxas nepememusanve 1 4, a 3atem paszbasasior
10 m1 sopsr. OGPA30BABIIMIICS OCANOK OTAEISIOT, IPOMBIBAOT MOCIEA0BATENHHO BOAOM, ITAHOIOM M
rexcanom. Ilosyaator 1.23r (72%) coepunenus 8, upeHTHIHOTO 1O T. wi. ¥ UK criexrpy NpoxykTy,
CMHTE3UPOBAEHOMY 110 METORY A.

Paboma euinonHena npu Quuancosoi noddepxke Poccuiickozo donda
dyndamenmanvhurx ucciredosanuii (npoexm Ne 96-03-32965 ).
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