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B. B. loBaataHn, K. A. dauaszsn, B. A. [luBa3san, A. Il. EHrosin

CHHTE3bl HA OCHOBE THUJAPA3BHUJIA U AZUJA
3,4-TUMETHJI-2-TUOKCOTHA30JUH-5-KAPBOHOBOI
KHUCJIOTHI

W3 ruapasuna 3,4-mUMETHII-2-THOKCOTHA30IHH-5-KapOoHOBoW kucimotel ¢ NH;SCN #u
PhCONCS mosy4eHbl COOTBETCTBYIOIINE THOCEMHUKAPOA3UIBI, C apUIICYILGOXIOPHIAMU — APUII-
CyIb(MOHIITHAPA3HUIBI, & B YCIOBHAX IHA30THPOBAHHUS — COOTBETCTBYIOIIMN a3uj. M3ydeHo
B3aK-MOJICHCTBUE MOCIICIHEr0 C Pa3InUHBIMI HYKJICOPHIAMHU, B PE3yJIbTaTe Y€r0 CHHTEC3UPOBAH
PAI HOBBIX TMPOU3BOMHBIX KapOaMHHOBOW KHCJIOTBI, MOYCBHHBI, CEMUKapOa3uaa, COJACPIKAIINX
THA30-JIMHOBBINA (parMeHT.

KnroueBble cioBa: apuicyis(oruapasui, THUApasul, KapOaMHHOBas KUCIOTa, CEMHKap-
0a3na, THa30JIMHU30IAHAT, THOCEMHUKapOa3ul.

B mponomkenne moncka HOBBIX OMOJIOTMYECKH AKTUBHBIX BEIIECTB B ALY
COCIMHEHNH, CHHTE3UPOBAaHHBIX HAa OCHOBE paHEe OIMCAaHHOTO THApa3ujaa
3,4-muMeTHI-2-THOKCOTHA30IHH-5-kKapOoHoBo# kucioTsl (1) [1], B HacTosmien
CTaTbe OIMHUCAHO TOIYYCHHUE €T0 apUiICYIb(POHWUI- U THOKAPOAMOMIIIPOU3BO/I-
HBIX 2a—€ U 3, 4, COOTBETCTBEHHO, a TaKXKe MPOAYKTa €ro AMa30THPOBAHUS —
asuga 5. CoenuHeHus: 2a—e POJCTBEHHBI MO CTPOCHHUIO HM3BECTHBIM CYIb(O-
HujgamMuaaM [2] Wiy Npou3BOAHBIM THOMOYEBHUHBI [3] M MO3TOMY MpEeACTaB-
JSIOT ONpefeNieHHBI WHTEpeC B KadyeCcTBE IMOTCHIHUANBHBIX JIEKAPCTBEHHBIX
CPeICTB M MEeCTUIUAOB. A3ua S, Oyaydn JOHOPOM THA30JIMHHU30IMAaHATa B yCIIO-
BUsAX peakiun Kyprmyca, MOXKET CIYXHUTh IEHHBIM HCXOIHBIM COEIUHEHHEM
JUT pa3paOOTKH HOBBIX HAIpaBJICHUH (pyHKIMOHATH3AIMH THA30JIMHOBOH CH-
CTEMBI, UTO MPOJEMOHCTPUPOBAHO B paboTe Ha psje IPHUMEPOB.

U3 runpaszuna 1 nopn gelicTBueM apwiCyIb(GOXIOPUIOB B Cpelie MUPUIINHA
npu 20 °C c BeicokuMH Beixoaamu (80—90%) moiydeHs! apuicyib(OHUITHI-
pasuzibl 2a—€, a TIPU KUTISTICHUH C POJIAHUCTHIM aMMOHHEM B 3TaHOJE WK C OeH-
30MJIM30THOLIMAHATOM B JIHOKCaHe — THocemukapOa3ua 3 (Beixox 61%) u Oen-
3omntnoceMukapoasun 4 (Beixos 78%) COOTBETCTBEHHO (CM. cxemy 1).

B nureparype ommcana nmumib OJHa HeyJadHas IOMBITKA OCYIIECTBICHHS
MPEeBpAaIIeHUs] THAPA3UIOB THA30JKAPOOHOBOW KHCIOTHI B COOTBETCTBYIOIIHE
asuzpl. Tak, B pabote [3] moka3aHo, YTO THAPA3HUIBI 2-3aMENIEHHBIX S-(peHmII-
THA30JIKAPOOHOBBIX KUCIOT B M30BITKE YKCYCHOW KHCIOTHI TOJ ACHCTBUEM
NaNO, moaBepratorcsi 60iee TITyOOKHM MPEBPAIIEHUSIM H BMECTO OXKHIaeMBIX
a3uaoB, B KOHEYHOM cueTe, o0pasyroT N,N'-Ouc(2-3amemieHHbIe-5-peHM)-
THA30JINIIMOYECBHHEI.
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2 a Ar=Ph, b Ar=CH Me-4, ¢ Ar = C,H,CI-2, d Ar = C;H;Me,-2,3,
e Ar= C.H,NHCOMe-4

Bonpeku 3ThM naHHBIM, HAMU B HACTOsIIEH paboTe MOKa3aHO, YTO THI-
pa3uza 1 B BogHOH cpese Mpu B3aUMOAEHCTBUN ¢ 3KBUMOJISIPHBIM KOJIMYECTBOM
HNO, rnanko c¢ BeixomoMm 91% oOpasyer asum 5, mjisi KOTOPOTO H3YYCHBI
peaKkuru ¢ pasM4yHbIMU HykJIeodumamu. YcraHoBieHo, uto npu 100-120 °C
B aOCOJIIOTHOM TOJTyOJIe YKa3aHHBIN a3uj B pe3yJbTaTe meperpynnupoBku Kyp-
LMyca MpeBpalaeTcs B COOTBETCTBYIOMNI H30LMaHaT, KOTOPbII CO CUpTamH,
aMMHAMH W TUApasuzamMu o0pa3yeT HOBBIC MPOM3BOJHBIE KapOAMHHOBOW KH-
cIoTHl 6a—g, MoueBUHBI 7a—k u cemukapbasuna 8a—d, comeprkaiiue THA30IH-
HOBBIH ()parMeHT.

CocTaB 1 CTpOEHHE CUHTE3UPOBAHHBIX COCMHEHNH TOATBEPKICHBI JaHHbI-
MH 3JIeMEHTHOTO aHanu3a u cnektpoB SIMP 'H (ta6n. 1 u 2). Crpoenue asuma 5
cornacyercs Takke ¢ ganasiMu UK criekrpa (tabdm. 1).
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Tabnuma 1
XapaKTepUCTUKH cOeMHeHu i 2—5

Co- @A%% BrI-
emu- bpyrro- Beraucieno, % T.mn.,° C Crniexrp SIMP 'H, 8, m. 1. Xo,
(opmyuna o
HEHHE %
N S
2a C,H3N;05S; 12.49 28.25 208-210 2.67 (3H, c, 4-CH,); 3.62 (3H, ¢, 3-CH3); 7.25-7.85 (5H, m, C¢Hs); 9.60 (1H, yuu. ¢, NH); 90
12.25 27.99 10.42 (1H, yur. ¢, NH)
2b C3H5N;05S; 11.54 26.62 212-214 2.38 (3H, ¢, CH3-C¢Hy); 2.65 (3H, ¢, 4-CHy); 3.62 (3H, ¢, 3-CHj3); 7.20-7.72 (4H, M, 82
11.76 26.89 CgHy); 9.45 (1H, yur. ¢, NH); 10.28 (1H, yur. ¢, NH)
2¢ C,H,CIN;O5S5 11.47 25.71 190-191 2.65 (3H, c, 4-CH3); 3.63 (3H, ¢, 3-CHz); 7.27-7.70 (4H, m, C¢H,); 9.55 (1H, yur. ¢, NH); 80
11.13 25.43 10.35 (1H, yur ¢, NH)
2d C14H7N;05S; 11.00 26.22 200-202 2.36 (3H, ¢, CH3C¢H3); 2.40 (3H, ¢, CH3C¢H3); 2.65 (3H, c, 4-CH3); 3.60 (3H, ¢, 3-CHa); 82
11.32 25.88 7.15-7.67 (3H, M, C¢H3); 9.55 (1H, yu. ¢, NH); 10.30 (1H, ymur. c, NH)
2e C14H N4O4S5 14.29 23.75 235-237 2.12 (3H, ¢, COCHy;); 2.66 (3H, c, 4-CH3); 3.62 (3H, ¢, 3-CHy); 7.25-7.80 (4H, M, C¢Hy); 87
14.00 24.00 9.60 (1H, yur. ¢, NH); 10.70 (1H, yu. ¢, NH); 11.45 (1H, yur. ¢, NH)
3 C7H;(N4OS; 21.61 37.00 218-219 2.62 (3H, ¢, 4-CH3); 3.65 (3H, ¢, 3-CHz3); 7.40 (2H, yu. ¢, NH,); 9.23 (1H, yur. ¢, NH); 61
21.37 36.64 9.85 (1H, yur. ¢, NH)
4 C4H14N,O,S; 15.51 25.82 232-233 2.70 (3H, c, 4-CH3); 3.70 (3H, c, 3-CH3;); 7.45-8.10 (SH, m, C¢Hs); 10.50 (1H, o. m. c, 78
15.30 26.23 NH); 11.50 (1H, o. ur. ¢, NH); 12.60 (1H, o. ur. ¢, NH)
5% CsHegN4OS, 26.42 29.57 109-110 91
26.17 29.91

* YK criektp, v, oM ' 2140 (N3), 1660 (C = C), 1550 (C = S).
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fR =(CH,),0Ph; gR =(CH,),0C;H,Me-4; h R =(CH,),0CH,Cl,-2,4;
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OMe COOEt CONHPh

8 aR =SO,Ph; bR =S0,C(HMe-4; ¢ R=SO,C;HNHAc-4; d R=Ac

SKCIIEPUMEHTAJIbBHASI YACTb

Crnexrpsr SMP 'H cunmanu ua npubope Mercury-300 (300 MI') B IMCO-d, BHyTpeHHHit
crangapt TMC. UK cnektp 3apeructpuposanu Ha npubdope UR-20 (macta B Ba3eqTMHOBOM
Mmacie). KoHTponp 3a X0JOM peakuuyd M MHAWBHIYAJbHOCTBIO MOTYyYEHHBIX BEILECTB OCYyIIe-
creisud MetofoM TCX na mmactunkax Silufol UV-254, snroenT aneron—rekcas, 2:1.

Apuicyiib(poHuIAruApasuabl  3,4-1UMeTHII-2-THOKCOTHA30JIHH-5-Kap0OOHOBO KHCJIOTHI
2a—e. K pacteopy 10 MMmonb apuicyiabdoxiopunaa B 5 mu nupuausa npu 0 °C U mepemeniu-
BaHMH nopuusiMu nodasisror 2.03 r (10 mmons) ruapasuna 1. Cmeck BEIIEPKUBAIOT 2 CYT IPH
20-25 °C, 3atem no6aBisaror 20 M IeASHON BOZBI, BBIICIUBIINECS KPUCTAIUTBI COCIMHEHHS 2a—e
OT(GMIBTPOBHIBAIOT U NMEPEKPHCTATIIH30BBIBAIOT U3 25% EtOH.

Tuocemukap6asua 3,4-1uMeTH 2-THOKCOTHA30JIUH-5-Kap0oHOBOi Kuca0ThI (3). Cmech
2.03 r (10 mmoms) ruapasuna 1, 1.25 r (15 mmons) NH4SCN u 1.2 ma (15 mmons) 36% HCI
B 10 ma EtOH xunsitsat 1 4. 3atem otrousitor EtOH, ocratok o6padarsiBator 10 mu H,O, BbInas-
mye KPUCTAIBI OTQHILTPOBEIBAIOT. [lomywatoT 1.6 T coennHenus 3.

Benzouaruocemukap6azug 3,4-1MMeTH/I-2-THOKCOTHA30IMH-5-KapOOHOBOIl KUCJIOTHI (4).
K pacteopy 0.84 r (11 mmoms) NH4SCN B 10 Mi cyxoro IHOKCaHa MOPIMSAMH JOOABISIOT
1.471 (10 mmonms) PhCOCI. IlomydyeHHyro cMech KHIATAT 15 MHH H 3areM R00aBIAIOT K
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Tabnuma 2
XapaKkTepuCTHKH cOeTUHEHMIT 6—8

Co- Haiineno, % BrI-
eau- bpyrro- Berumcreno, % T. mn.,°C Crekrp IMP 'H, 8, m. 1. (KCCB, J, ') X0/,
opmya 0
HCHHE %
N S
6a CsH2N,0,S, 12.34 27.09 115-117 1.30 3H, T, J = 6.0, CH3); 2.20 (3H, ¢, 4-CH3); 3.60 (3H, ¢, 3-CH3); 4.15 (2H, x, J= 6.0, 73
12.07 27.59 CHy); 9.62 (1H, ym. ¢, NH)
6b CoH 4N,0,S, 11.71 2641 133-135 1.30 (6H, x, J = 6.2, 2-CH3); 2.20 (3H, ¢, 4-CH;); 3.58 (3H, ¢, 4-CH3); 3.58 (3H, ¢, 3-CH3); 65
11.38 26.02 4.90 (1H, m, J= 6.2, CH); 9.50 (1H, ym. c, NH)
6¢c C12H2N>0,8, 9.81 22.54 136-138 2.27 (3H, ¢, 4-CH3); 3.62 (3H, ¢, 3-CH3); 7.10-7.42 (5H, m, C¢Hs); 10.18 (1H, ymr. ¢, NH) 71
10.00 22.86
6d CsH;,CIN,0O,S, 10.77 23.76 156-158 2.21 (3H, ¢, 4-CH3); 3.60 (3H, ¢, 3-CH;); 3.77 (2H, 1, J = 5.5, CH,Cl); 4.36 (2H, 1, /= 5.5, 85
10.51 24.02 OCHy,); 9.82 (1H, ym. ¢, NH)
e C1oH17N30,8, 15.54 22.90 110-111 2.20 (3H, ¢, 4-CH3); 2.23 (6H, ¢, N(CHs),); 2.55 (2H, 1, J = 5.5, NCHy); 3.58 (3H, 92
15.27 23.27 ¢, 4-CH;); 4.18 (2H, 1, J= 5.5, OCH,); 9.62 (1H, ym. ¢, NH)
6f C5H23N;0;8, 24.09 15.83 180-182 2.20 (3H, c, 4-CHj;); 3.10 (12H, ¢, N(CHs),); 3.62 (3H, c, 3-CHj); 4.38-4.50 (4H, 83
23.73 15.50 M, OCH,CH,0); 9.90 (1H, ym. ¢, NH)
6g C15H23N;0,85 22.63 22.71 139-140 2.20 (3H, ¢, 4-CH3); 3.12 (12H, ¢, N(CHs),); 3.28 (2H, 1, J = 5.8, SCH,) 3.60 (3H, 90
22.84 22.38 ¢, 3-CH;); 4.35 (2H, 1, J= 5.8, OCHy,); 9.68 (1H, ym. ¢, NH)
7a CoH7N308, 16.41 25.02 215-218 1.30 (9H, ¢, 3-CHj3); 2.20 (3H, ¢, 4-CH3); 3.58 (3H, ¢, 3-CH3); 6.0 (1H, ymr. ¢, NH); 86
16.22 2471 8.40 (1H, ymr. ¢, NH)
7b C,H3N508, 15.30 22.58 226-228 2.25 (3H, ¢, 4-CHj3); 3.60 (3H, c, 3-CH3); 6.90-7.45 (SH, m, C¢Hs); 8.80 (1H, ym. ¢, NH); 94
15.05 22.94 (rexcan— 9.06 (1H, ymr. ¢, NH)
PhH, 1:1)
Tc C,H,CIN;08, 13.59 20.75 275-276 2.22 (3H, ¢, 4-CH,); 3.58 (3H, ¢, 3-CH3); 7.03-7.50 (4H, m, Hu,); 8.75 (1H, ymr. ¢, NH); 95
13.40 20.42 (EtOH) 9.25 (1H, ymr. ¢, NH)
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7d C1,H,CIN;0S, 1347 | 20.06 234-236 | 2.20 (3H, ¢, 4-CHs); 3.60 (3H, ¢, 3-CH;); 7.00-7.48 (4H, M, Hy,); 8.72 (1H, yu. ¢, NH);
13.40 20.42 (EtOH) | 9.15 (1H, ym. ¢, NH)

7e C1,H,,CLN;0S, 11.84 | 18.82 249-250 | 2.20 (3H, ¢, 4-CHs); 3.62 (3H, ¢, 3-CHy); 7.15-7.55 (4H, m, Hy,); 8.90 (1H, yur. ¢, NH);
12.07 18.39 (PhMe) | 9.18 (1H, ym. ¢, NH)

7t C14H7N;0,8, 1275 | 2022 137-138 | 2.20 (3H, ¢, 4-CH;); 3.52 (2H, M, NCH,); 3.60 (3H, ¢, 3-CH3); 4.12 (2H, 1, J = 5.6, OCH,);
13.00 19.81 (PhH) 6.50 (1H, 1, J = 5.4, NH); 6.90-7.25 (5H, M, C4Hs); 8.80 (1H, ym. ¢, NH)

g C15H1oN;0,S, 12.69 | 18.59 189-190 | 2.12 (3H ¢, CHs-Ar); 3.55 (2H, M, NCH,); 3.60 (3H, ¢, 3-CHs); 4.10 2H, 1, J = 5.6,
12.46 18.99 | (70% EtOH) | OCH,); 6.60 (1H, 1, J= 5.4, NH); 6.85-7.22 (4H, m, Hy,); 8.92 (1H, yu. ¢, NH)

7h CuHsCLN;O,S, | 1105 | 1671 195-197 | 2.20 (3H, ¢, 4-CHs); 3.55 (2H, M, NCH,); 3.58 (3H, ¢, 3-CH3); 4.10 (2H, 1, J = 5.5, OCH,);
10.71 16.33 (PhH) 6.42 (1H, 1, J = 5.4, NH); 7.10-7.35 (3H, M, Hy,); 8.75 (1H, yu. ¢, NH)

7i C1,H}5N50,8, 2176 | 19.28 246-247 | 2.21 3H, ¢, 4-CHs); 2.48 (3H, ¢, CHy-Ar); 3.60 (3H, ¢, 3-CH,); 3.72 (3H, ¢, OCH;); 6.95
21.54 19.69 (1H, ¢, Hye)); 9.15 (1H, yu. ¢, NH); 10.25 (1H, yu. ¢, NH)

7 C13H,6N,05S5 14.83 | 2626 266267 | 135 3H, 1, J = 6.2, CH3); 2.23 (3H, c, 4-CH;); 2.53 (3H, ¢, 4-CHs); 3.60 (3H, c, 3-CH;);
15.05 25.81 (Me,CO) | 4.23 (2H, k, J = 6.2, CH,); 9.28 (1H, ym. ¢, NH); 10.50 (1H, w. ¢, NH)

7k C1;H,7N50,S; 1639 | 23.48 265-266 | 2.25 (3H, ¢, 4-CH;); 2.55 (3H, ¢, 4-CH,); 6.95-7.72 (SH, M, C¢Hs); 9.22 1H, ym. ¢, NH);
16.71 22.91 KUY, 9.58 (1H, ¢, NH); 10.72 (1H, w. ¢, NH)

(EtOH)

8a C1,H4N,0585 1529 | 27.17 210-211 | 2.42 (3H, ¢, 4-CH3); 3.60 (3H, c, 3-CHs); 7.45-7.90 (5H, M, C¢Hs); 9.70 (1H, yw. ¢, NH);
15.64 26.82 10.42 (1H, ym. ¢, NH)

8b C13H,6N,05S; 1476 | 26.11 184-185 | 2.10 (3H, ¢, CH;-Ar); 2.45 (3H, c, 4-CH;); 3.60 (3H, ¢, 3-CHy); 7.25-7.77 (4H, u, Ar); 8.50
15.05 25.81 (1H, ¢, NH); 8.62 (1H, yu. ¢, NH); 9.40 (1H, c, NH)

8¢ C14H7N5 0,85 17.12 | 22.85 178-180 | 2.05 (3H, ¢, COCH;); 2.45 (3H, c, 4-CH3); 3.58 (3H, ¢, 3-CHs); 7.60-8.00 (4H, u, Ar); 8.20
16.87 23.13 (1H, yu. ¢, NH); 8.55 (1H, ¢, NH) 8.70 (1H, yw. ¢, NH); 9.35 (1H, m. ¢, NH)

8d CsH 5N, 0,8, 21.86 | 25.00 218220 | 2.02 3H, ¢, COCHy); 2.45 (3H, ¢, 4-CH;); 3.60 (3H, ¢, 3-CH,); 8.30 (1H, y1w. ¢, NH); 8.62
21.54 24.62 (1H, yu. ¢, NH); 8.75 (1H, . ¢, NH)
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HeOonpmmmy mopumsvMu 2.03 v (10 mMMmone) ruapasuaa 1 ¢ Takoil CKOPOCTBIO, YTOOBI
IIPOJOJKAIOCH CIIOKOMHOE KumeHue. [locie oxXiaxIeHus peakMOHHOH Macchl K Hell PUIIHBAIOT
20 M1 BOABI ¥ OTUIBTPOBEIBAIOT 0cafok. [TomywatoT 2.88 ' coequuenus 4.

Azuj 3,4-1TUMeTHII-2-THOKCOTHA30JIMH-5-Kap0oHoBo#i kucaoThl (5). K cycrensun 2.03
(10 mmonp) ruapasuga 1 B 30 mu Boxel mpubammstor 1.75 v (25 mmone) NaNO, u 3atem
mpu 0 °C mennenHo nopuusiMu gobasisiror 1.50 T (25 mmons) AcOH. Cmech nepeMennBaioT npu
20-25 °C B Teuenne 3 4. Ocafgok OTGHIBTPOBBIBAIOT, mpoMbiBaioT Ha ¢uiabtpe 30 mu H,O,
cylaT Ha Bo3fyxe 1 noiydaror 1.95 r azuna 5.

Idupsl 3,4-AMMETUII-2-THOKCOTHA30JUH-5-Kap0aMHHOBONH KHCJIOTbI 6a—g, N-ajakui-
(apua,  rerepui)-N'-(3,4-1UMeTHI-2-THOKCOTHAZ0IUHII-S)MoYeBUHBl  7a-k, 1-3,4-
UM eTHII-2-THOKCOTHA30JIMHII-5)-4-aueTu/1(apuiicy ib(poHuI)ceMUKapoa3uabl 8a—d.
Cycnensuto 2.141 (10 Mmomp) asuma 5 m 10 mmome Hykneodmma (cmupTa, amMWHA WIH
3aMeIIeHHOro TuapasuHa) B 10 M abCoNOTHOTO Tonmyona (B ciydyae amu(aTHuecKHX CIHPTOB
MOCNICTHAE SIBIISIIOTCSL PACTBOPHUTETSIMHU) BBIACPKHUBAIOT B IPUCYTCTBHU KaTAITUTHYECKHX
kommuect mupuauaa npu 100-120 °C B Teuenune 2 4. [locie oxnakaeHUs] peaKIIHOHHOW MacChl
0CaJIoK TPOXYKTa OT(UIB-TPOBHIBAIOT M HPOMBIBAIOT IETPONEHHBIM 3¢(upoM. BompmmHCTBO
MIPOJYKTOB 7 JOMOJIHUTENBHO OYMINAIOT MepeKpucTauin3anueil (pacTBOPUTENb yKa3zaH B TaOIl.
2).
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