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IMPOU3BOJHBIE THA30JKAPBOHOBBIX KHCJIOT

1. N-3AMEIIEHHBIE ITPOU3BOJHBIE
2-AMHUHO-4-METHUJITUA30JI-5-KAPBOHOBBIX KHCJIOT

AUMIMpoBaHUEM 3THIIOBOTO 3GHpa U aHWIUAA 2-aMHHO-4-METHITHA301-5-KapOOHOBOH KH-
CIIOTHI TIOJNy4YEHBI 2-aleTWI(apHiICyIb(OHUIT)aMUHOIPOU3BOAHBIE. METHIHPOBAaHHEM AaLlCTHII-
aMHUHOTHA30J1a ¥ TIOCNICIYIOIINM JealleTHINPOBAHUEM IIOJy4deHa 2-MeTHIaMHHO-4-METHITHA30]1-
5-kapOOHOBas KHCIIOTa, Jajiee MpeBpameHHas B 3¢upsl. Ha 0CHOBE MCXOIHBIX 3TUIIOBOTO 3dupa
U aHWINIA THa30J]1-2-KapOOHOBOH KHCIOTHI CHHTE3MPOBAHBI 2-IMMETHIAMHHO(GOPMUMHUHO- U
2-X710pOeH30IICYIb()OHUITYPEHIOIPOU3BOIHBIE.

KiioueBble cjI0Ba: aMHHO-, allWJIAMHHO-, JUMETHIAMHHOGOPMHUMHUHOTHA30JIBI, THA30JI-5-
KapOOHOBAsI KUCIIOTA U 3(QUPEI.

B mpopomkenue uccieoBaHUNH TO CHHTE3Y M H3YUEHHIO MPOU3BOITHBIX
THUA30JIMH-5-KapOOHOBOM KHCIOTHI [1] HaM MOKa3aJcs MEePCICKTHBHBIM MOMCK
HOBBIX MECTUIUIOB U JICKAPCTBEHHBIX CPEACTB CPEIH MPOAYKTOB, MOTYYEHHBIX
Ha OCHOBE JIOCTYITHBIX 3THJIOBOTO 3(upa W aHWIHIA 2-aMUHO-4-METHITHA30II-
5-kapOonoBoii kucnotsi (1, 2) [2].

B Hacrosimeit craTbe omucaHbl HEKOTOPHIE MpeBpalleHus CoeqUHeHu 1, 2
M0 aMHHOTPYIIE. ATMIUPOBAHUE aPOMATUIECKUX U TeTEPOIMKINIECKUX aMHU-
HOB MOJKET IIPUBECTH KaK K MPOSABIEHUIO, TaK U YCUJIEHUIO OMOJIOTHYECKOM aK-
TUBHOCTH coeAnHeHu# [3]. B 370l cBA3M HaMU M3Y4YEHO aIllMIIMPOBAHUE COENU-
HeHuid 1, 2, KOTOpBIE CIIOCOOHBI K aMHHO-UMHHHOW TayTOMEPHH, U TIOITOMY
MOTYT pearupoBaTh Kak B aMUHHOM, TaK ¥ B UMHHHOU (opMe, KaK 3TO UMeEeT
MECTO € UX OJIMKAUIIIUM aHaJIOrOM — 2-aMUHOTHA30JI0M [4].

[okazaHo, 4To B cpelie YKCYCHOTO aHTHUAPHUAA WM TIOJ| JCHCTBHEM apuil-
Cyb(OXIOPHIOB B MUPHIUHE COCTUHEHUS 1 1 2 pearupyroT pernoceneKTuBHO
¢ o0pa3oBaHMEM HCKIIOUHUTEIRLHO aIlmiiaMuHOTHA30710B 3a—e, 4a—e u 5. Ilo-
cnenuuit, oOynyun NH-kucnoTOM, Jierko METHIMPYETCs 0 COeAMHeHus 6, Je-
aleTUIIUPOBAaHNE KOTOPOTO MPUBOJIUT K 2-METHJIAMHHO-4-METHUITHA30I-9-Kap-
OoHoBoM kuciote (7) 1 Aajiee HEKOTOPBIM ee Apupam 8a—C.

C uenpro noxyderns N,N'-THOHWIIN(aMIHOTHA30J1a), TTPEICTABISIFOIIET0Cs
B Ka4eCTBE BO3MOXKHOTO ()YHTHIIUIA, H3YYCHO JCWCTBHE XJIOPHCTOTO THOHHIIA
Ha coenuHeHus 1, 2. Bbuto ycTaHOBJIEHO, YTO BMECTO OXKHJIAEMbBIX THOHIIIIN-
(amuHOTHA30710B) 00pa3ytoTcs 2-N-muMeTHIaMUHO(DOPMUMHUHOIIPOU3BOIHBIC
9a,b — mpoaykTh KOHIAEHCAIMK coefuHenii 1, 2 ¢ pactBopuTenem (JIMDA).
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VY CTaHOBICHO TaK)KEe, YTO aMHUHOTHA30JbI 1, 2 1moj AcHcTBHEM 2-XJI0pOeH-
30iCy b OHMTH30IMaHaTa 00pa3yroT coeauHenust 10a,b, koTopsie sSBIAIOTCS
POJCTBEHHBIMH BBICOKOAKTHBHOMY TepOHIIMIY THAMETYPOHMETHITY (TapMOHH)
[6] ¥ TOPTOMY MOTYT MPEACTABIATH ONPEEIICHHBIN HHTEPEC.
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DuU3NKO-XUMHUYECKHE U CIIEKTPAJIbHbIC XaPAKTCPUCTUKH CUHTE3UPOBAHHBIX coeIMHEeHH i 33—6, 4a—e

Tabnuma 1

Haiineno, %
(:;iit- Bpyrro-popmyna Brraucaeno, % T. o, °C Crextp SIMP *H, 8, m. 2. Beixon, %
N S

3a C1sH14N,04S; 8.80 19.27 157-158 | 1.38 (3H, T, J = 6.5, CH3CHy); 2.43 (3H, ¢, CH3); 4.27 (2H, k, J = 6.5, CHy); 7.43-7.83 (5H, 77
8.59 19.63 M, Ph); #12.50 (1H, o. m. ¢, NH)

3b Cl4H15N204SZ w M 198-200 1.36 (3H, T, J= 6.5, C_HsCHz); 2.00 (3H, C, C_Hngr); 2.42 (3H, C, CH3); 4.17 (2H, K, 76
8.24 18.82 J =65, CHy); 7.22-7.75 (4H, m, Ar); 12.20 (1H, m. ¢, NH)

3c C13H13C|N20452 & @ 192-194 1.30 (3H, T, J= 6.5, C_HaCHz); 2.50 (3H, C, CH3); 4.25 (2H, K, J= 6.5, C_HzCH;;); 7.60-8.20 80
7.77 17.75 (4H, m, Ar); 12.30 (1H, ur. ¢, NH)

3d C15H18N20432 m M 174-175 1.35 (3H, T, J= 6.5, C_HaCHz); 2.08 (3H, C, CHa); 2.20 (3H, C, CHa); 2.45 (3H, C, CH3); 4.22 86
7.01 18.08 (2H, &, J = 6.5, CHy); 7.70-8.10 (3H, M, Ar); 12.20 (1H, m. ¢, NH)

3e CisH17N30sS; 11.22 17.09 136-137 | 1.38 (3H, 7, J = 6.5, CH3CHy); 2.08 (3H, ¢, C(=0)CHa); 2.40 (3H, ¢, CHs); 4.25 (2H, x, 79
10.97 16.71 J=6.5, CHy); 7.70 (4H, ¢, Ar); 10.02 (1H, ¢, NHC=0); 12.90 (1H, 0. 1. ¢, NHSO,)

4a Ci17H15N303S; 11.45 17.59 222224 | 2.45 (3H, ¢, CHs); 7.10-7.80 (10H, m, 2Ph); 10.10 (1H, ¢, NH); 12.40 (1H, m. ¢, NHSOy) 80
11.26 17.16

4b C1sH17N305S; 10.61 16.07 230-231 | 2.05 (3H, ¢, CH3-Ar); 2.45 (3H, ¢, CHa); 6.90-7.80 (9H, M, Ar); 10.20 (1H, ¢, NH); 12.30 94
10.85 16.54 (1H, m. ¢, NHSO,)

4c C17H14CIN305S, 10.57 16.09 140-141 | 2.50 (3H, ¢, CHs); 7.05-8.20 (9H, m, Ar); 10.15 (1H, ¢, NH); 12.30 (1H, m. ¢, NHSOy) 95
10.31 15.71

4d CigH1sN305S; 10.70 16.32 142-143 | 2.10 (3H, ¢, CHa); 2.25 (3H, ¢, CHa); 2.45 (3H, ¢, CHa); 6.90-8.00 (8H, m, Ar); 10.10 (1H, c, 9
10.47 15.96 NH); 12.25 (1H, w. ¢, NHSO3)

4e CioH18N404S2 12.83 15.21 213-214 | 2.07 3H, ¢, C(=0)CHs); 2.43 (3H, ¢, CHa); 6.95-7.80 (9H, m, Ar); 9.70 (1H, ¢, NHPh); 10.05 55
13.02 14.88 (1H, ¢, NHPh); 12.80 (1H, m. ¢, NHSO3)
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XapaKkTepuCTHKH coegnHenuii 8a—c

Tabnuma 2

Haiineno, %

(;Ziit Bpyrro-hopmyna Briuuciieno, % T. o, °C* Crextp SIMP *H, 8, m. 1. Brxoz, %
N H

8a Ci13H14N2028 11.00 12.52 125-127 2.43 (3H, ¢, CHg); 2.90 (3H, 1, J = 5.5, N-CHa); 5.20 (2H, ¢, CHy); 7.23-7.38 (H, m, 61
10.69 12.21 Ph); 7.96 (1H, w. ¢, NH)

8b CoH12N,04S 11.71 13.43 160-162 2.45 (3H, ¢, CHg); 2.90 (3H, 1, J = 5.5, N-CHa); 3.75 (3H, ¢, OCHa); 4.65 2H, c, 62
11.48 13.11 CHy); 8.20 (1H, wr. c, NH)

8c Ci14H16N203S 9.47 11.21 118-120 2.45 (3H, ¢, CHa); 2.90 (3H, 1, J = 5.5, N-CHg); 4.25 (2H, 1, J = 6.2, OCH,); 4.56 55
9.59 10.96 (2H, 1, J = 6.2, CH20Ph); 6.90-7.30 (SH, M, Ph); 8.00 (1H, m. ¢, NH)

* Tenran—0enson, 1:1 (coenunenuns 8a,b), renran (coenunenue 8¢).
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IKCHEPUMEHTAJIBHAA YACTb

Crexrpsl IMP *H canvamn B IMCO-dg Ha cniextpomerpe Mercury-300 (300 MI'm). TCX
nposoanmu Ha ractuakax Silufol UV-254 B cucreme aneron—rentad, 1:1 (umu 1:2), mposis-
nenue 2% AgNO; + 0.4% GpomdenonoBoro cunero + 4% JIUMOHHON KUCIIOTBI.

ITHI0BBIe 3PUPHI (MM AHWIMABI) 2-apuicyabgaMuI0-4-MeTHITHA30I-5-KapOOHOBBIX
kucior (3a—e, 4a—e). K pacteopy 1.86 r (10 Mmmonb) 3THI0BOTO 3dHpa 2-aMUHO-4-METHITHA30I-
5-xapbonoBoii kuciorel 1 wim 2.33 r (10 MMOIIb) COOTBETCTBYIOIETO aHWIHAA 2 B 5 MI
MUpUAMHA TOpIUAMH N00aBsiIoT 10 MMons apuicynbdoxnopuaa. CMmech BBIACPKUBAIOT 48 d
npu 20 °C, 3atem npubasisior 20 MII JteAsiHOI Boxbl. BrimaBmmii ocanok coenuneHnit 3a—e u
4a—e OTQUIBTPOBBIBAIOT, IPOMBIBAIOT BOJOH M CyIIaT Ha Bo3myxe. OUMINAOT pacTBOPEHHEM B
menour u noakuciaeauneM CH;COOH.

DH3NKO-XUMHUUYECKUE U CIIEKTPATIbHBIC XapaKTePUCTHUKH IIPUBEACHEI B Ta0I. 1.

OTHIOBBIH  3QUP  2-aHeTHIAMHHO-4-MeTHITHA30J-5-Kap0oHoBoii  kuciaorel  (5).
Cycnensuro 1.86 r (10 Mmoins) coenuHenus 1 B 5 MII yKCYCHOTO aHTHIpUAA HarpeBaloT 5 4 IpH
105-110 °C, oTroHsoT M30BITOK YKCYCHOTO aHTHIApPHIA W OCTaTOK oOpabarteiBatoT 10—15 mu
Boabl. Ocafok coeArHEeHHs 5 OTQUIBTPOBHIBAIOT, NPOMBIBAIOT BOAOW M cymar. Beixox 2.1 r
(92%). T. . 215-217 °C. Criextp SIMP 'H, 8, M. 1. (J, Tw): 1.47 (3H, 1, J = 6.5, CH4CH,); 2.40
(3H, ¢, CHy); 3.55 (3H, ¢, C(=0)CH,); 4.25 (2H, x, J = 6.5, CH,); 8.10 (1H, m. ¢, NH). Haiineno,
%: N 12.45; S 13.69. CgH1,N,03S. Brrancneno, %: N 12.28; S 14.04.

ItunoBelid 3¢up 2-N-anernaamMuHo-N-MeTHI-4-MeTHITHA30JI-5-KAPOOHOBOI KHCJIOTHI
(6). K pacreopy 0.7 r (10 mmois) 84% mopomka KOH B 10 M IM®A npu nepeMernnBaHug
no6asmsrot 2.3 T (10 MMonb) coenunenus 5, yepe3 30 muH npu 0 °C 100aBIAIOT MO KarwwsM 1 Mit
(10 MMOIIB) CBeXeIeperHanHoro aumermicyibdara (p 1.26 r/em®). CMech BbigepkuBAIOT 24 |
mpu 20 °C, ymapuBatorT JJM®PA, ocratok 00padaThIBarOT BOIOWH M OT(HMIBTPOBBIBAIOT OCATOK
coenuuerns 6. Boixox 1.86 T (83%). T. mr. 102-104 °C (okran). Crektp SIMP H, 8, m. 1.
(J, Tw): 1.38 (3H, 1, J = 6.5, CH3CHy,); 2.40 (3H, ¢, CH3); 2.57 (3H, ¢, C(=0)CHj3); 3.67 (3H, c,
N-CH3); 425 (2H, x, J = 6.5, CH,). Haiineno, %: N 11.39; S 13.56. CyoH14N,05S.
Beruncieno, %: N 11.57; S 13.22.

2-MeTu/IaMIHO-4-MeTHIITHA30JI-5-KapooHoBas kuciaoTa (7). K pactBopy 1.4 r (20 MMoIb)
84% KOH B 20 M stanona npubasnsior 2.42 v (10 MMoib) coenHeHHs 6 ¥ CMeCh KHILATAT C
O0OpaTHBIM XOJOAWIBHUKOM 2 4. OTrOHSIOT 3TaHOJ, OCTaTOK pacTBOPSIOT B 10 M BOAEL
noaxucisitor CH3COOH n ordunbrpoBeiBatoT ocanok. [lomyuaror 1.1 r (64%) coennnenus 7.
T. 1. 159-160 °C. R; 0.41. Cmextp SIMP 'H, 8, m. 1.: 2.40 (3H, ¢, CHj); 2.85 (3H, ¢, N-CHy);
7.83 (1H, m. ¢, NH); ~11.0 (1H, o. m. ¢, OH). Haiinerno, %: N 16.47; S 18.97. C¢HgN,0,S.
Boruncieno, %: N 16.28; S 18.60.

¢dupsl 2-MeTHIAMUHO-4-MeTHIITHA30.I-5-Kap0oHOBOii Kuca0ThI (8a—c). K pactBopy 2.1 T
(10 mmonp) xammeBoit comu coemmHenus / B 10 ma AM®PA mopumsmu pobasmsior 1.52 T
(12 mmonp) xmopucroro Oemswina wim 1.30 t (12 mMmomb) Mermnxiopanerara, wiu 2.00 T
(12 mmoip) eHokcHITUIOPOMEAA, U cMech HarpeBaroT 3 4 mpu 50—60 °C. Cycrensuio mepe-
HocaT B vamky I[lerpu, ymapusator IM®A, ocraTox oOpabaTbiBaloT 15 M Boabl U OTHWIB-
TPOBBIBAIOT OCAJI0K coenHeHUH 8a—c (Tabu. 2).

ITuoBelid 3pup (aHWIHA) 2-TUMETHIAMHHO(OPMHUMHUHO-4-MEeTHIITHA30I-5-KapOoOHO-
Boii kucaoThl (9a,b). Ilpu mepemenmBanuu u oxnaxaenun 10 0 °C k 1.86 r (10 mmois)
coequaerns 1 mwm 2.33 r (10 MMonb) coemuHEHUS 2 MEUICHHO MOPIMAMH JOOaBISIOT 4 MII
JIM®A, 3arem 0.8 mi (11 mmounb) xaopuctoro THoHmIa. Cmeck Beiaepkusarot 24 4 npu 20 °C,
npubasmsiror 20 MII JIeASHOM BOJBI, OT(QHIBTPOBHIBAIOT OT MYTH W (QUIBTPAT HEHTPAIU3YIOT
NaHCO;. OT¢huibTpOBBIBAIOT 0CAIOK COCMHEHHS.

Coexunenne 9a. Borxon 2.1 r (87%). T. mn. 60-62 °C (remtan). R; 0.51. Crexrp SIMP *H,
8, M. 1.0 2.50 (3H, ¢, CHg); 3.07 (3H, ¢, N(CHs),); 3.20 (3H, ¢, N(CHg),); 6.95-7.70 (SH, M, Ph);
8.40 (1H, ¢, CH=N); 9.35 (1H, ¢, NH). Haiineno, %: N 17.63; S 13.58. CyH;15N30,S.
Beruncieno, %: N 17.43; S 13.28.

Coenunenue 9b. Boixon 2.48 r (86%). T. mr. 93-95 °C (remran—6enson, 1:1). R¢ 0.45.
Crextp AMP 'H, &, m. 1.: 2.50 (3H, ¢, CH3); 3.10 (3H, ¢, N(CHs),); 3.20 (3H, ¢, N(CH,),);
6.95-7.70 (5H, M, Ph); 8.42 (1H, ¢, N=CH); 9.35 (1H, ¢, NH). Haiizeno, %: N 19.62; S 11.48.
C14H16N,4OS. Boruucneno, %: N 19.44; S 11.11.
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N-Tuazoaua-N'-(2-xaopoensoacyabponmm)moueBunbl  (10a,b). K pacreopy 1.86 1
(10 mmoip) coemunenus 1 wmu 2.33 1 (10 Mmoib) coequHenust 2 B 10 M1 aGCOMIOTHOTO TOTYOJIa
npubasmsiror 2.2 T (10 MMonb) 2-xnopOeH30i1Cyab(pOHMIN30MAaHaTa U 5 Kamelb MUPUAKHA.
CMech KHIATAT 2 9 U OTGHUIBTPOBBIBAIOT coequHeHus 10a,b.

Coeannenue 10a. Boxox 3.75 1t (93%). T. mn. 246-247 °C (pa3n.) (xumsaerne B 50%
sta”oune). Ry 0.35. Cnexrp SAMP 'H, 8, M. . (3, Tw): 1.30 (3H, 1, J = 6.5, CH4CH,); 2.50 (3H, ¢,
CHy); 4.20 (2H, &, J = 6.5, CH,CHj); 7.55-8.15 (4H, m, Ar). Haiineno, %: Cl 8.80; N 10.12;
S 16.17. C14H14CIN3OsS,. Beraucnero, %: C1 8.80; N 10.41; S 15.86.

Coexunenne 10b. Boixox 4.3 1 (95%). T. mr. 292-293 °C (pasiw.). Ry 0.44. Crexrp SIMP *H,
8, M. 1.: 2.45 (3H, ¢, CHy); 6.90-8.20 (9H, M, Ar); 9.70 (1H, ¢, NH); 10.20 (1H, ¢, NH); 12.80
(1H, m. C, NH*SOzAr) Haiineno, %: Cl 817, N 1264, S 14.65. C18H15CIN404SZ.
Brrunciaeno, %: Cl 7.88; N 12.43; S 14.21.
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