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HEKOTOPBIE ITPEBPAIIEHUS D®UPOB
THUA30JIUHKAPBOHOBBIX KHUCJIOT

OcyIecTBICH COJbBOJIM3 ONMCAHHBIX paHee OJTWIOBBIX 3GHUPOB 3-Me-
Tu(apuin)-4-MeTuI-2-THOKCOTHA30INH-5-KapOOHOBBIX KUCIIOT, IPUBOIAIIUN Oe3
pa3pylLIeHusl TeTepoLMKIa K COOTBETCTBYIOIIMM KucioTaM. V3 mociemHux
JeiicTBUEM JUMETHICYJIb()ATOM WM aKTUBHBIMM TaJIOTCHUJIAMH CHHTE3HPOBAH
psix HOBBIX 3¢upoB. Cpenu HUX TOJBKO B CIydae STUIOBOro ddupa 3,4-1umMeTri-
2-THOKCOTHA30JIMH-5-KapOOHOBOH KHUCIOTHI MOJTy4eH HPOAYKT T'MIpPa3sHHOIHM3A —
THAPA3K], U3 KOTOPOTo ACHCTBHEM albAErH0B U KETOHOB CHHTE3UPOBAHbI HOBbIC
THAPa30HBbIL.

Knrouesble ciaoBa: rumpazun 3,4-IuMeTHII-2-THOKCOTHA30JIUH-S5-KapOOHO-
BOil kucnotel, N-(3,4-1uMeTHI-2-THOKCOTUA30IMHIIKApOOHMI)THAPA30Hbl apo-
MaTH4eCKUX U TeTepoapOMaTHYECKUX albJErHuoB, aunerodeHoHa u n-OeH30-
XHMHOHA, 3¢upsl 3-apun-4-mMmeTui-2-Tuokco-1,3-Trua3onnH-5-kapOoHOBBIX KUCIIOT,
COJIBBOJIM3.

B mpomomxenne momcka HOBBIX (U3MOIOTUYECKH AKTHUBHBIX BEIIECTB B
PAoy POM3BOIHBIX THA30JIa M POACTBEHHBIX coeanHeHui [1, 2], Hamm ocyte-
CTBJICH COJIFBOJIN3 MTOJTYYEHHBIX HAMH PaHee dTHIIOBBIX d(pupoB 3-meTni(apu)-
4-MeTHII-2-THOKCOTHA30JINH-5-KapOoHOBEIX KuciaoT la—c [3]. [Tokazano, 9To B
YCIIOBUSIX COJNBBOJIH3A AWTHOKapOaMaTHasl TpyIma STHX 3(PUPOB HE 3aTparu-
BaeTCs: MOJA ACUCTBUEM BOJHOM WJIM CHOUPTOBOM LIEIOYM OHU PEarupyroT HC-
KITFOYUTENHFHO 0 CIOKHO3(HUPHON (YHKIIMH C COXpPAaHEHHWEM TeTepOLrKIa U
00pazoBaHMEM KUCIIOT 2a—c.
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b R® = 2-¢ypun, ¢ R® = 5-murpo-2-dpypum; d R* = Ph; e R, R = :©:o
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XapakTepHCTHKH CHHTE3HPOBAHHBIX COCIHHEHMIA

Coe- Bpyrto- Haiineno. %
JIMHe- bopmyna Brruucneno, % T. ., °C Criextp SIMP 'H, 8, m. 1., KCCB (J, ') Brixon, %
e N (Cl) S
2b C1HNOS: - 25.11 230232 | 2.25 (3H, ¢, 4-CH); 6.85-7.58 (SH, m, Ph); 11.80 (1H, 0. m. ¢, OH) 85
25.50
2¢ C11HgCINO;S; (12.68) 22.09 226228 2.28 (3H, c, 4-CH3); 7.32-7.60 (4H, M, CsHa4); 11.50 (1H, o. . ¢, OH) 87
(12.43) 242
3a CHHoNOLS, 711 3114 102-104 | 2.68 (3H, ¢, 4-CHs); 3.65 (3H, ¢, 3-CH); 3.81 (3H, ¢, OCHj) 83
90 31.53
3b CoH11NO4S; 5.29 24.70 138-140 2.70 (3H, ¢, 4-CHz); 3.67 (3H, ¢, 3-CH3); 3.75 (3H, ¢, OCH3); 4.77 (2H, ¢, CH») 60
5.36 24.52
3¢ C13H1NOSS, 537 23.51 105-107 | 2.70 (3H, ¢, 4-CHs); 3.64 (3H, ¢, 3-CHs); 5.25 (2H, ¢, CH): 7.30-7.40 (SH, m, Ph) 65
5. 23.27
3d C14H15sNOsS; 4.70 20.98 70-72 2.67 (3H, c, 4-CH3); 3.63 (3H, ¢, 3-CH3); 4.22 (2H, 1, J = 5.8, COOCH>); 4.55 (2H, T, 65
453 20.71 J = 5.8, PhOCH,): 6.90-7.25 (SH, , Ph)
3e C15H17NO3S, 458 20.13 136-138 | 2.27 3H, ¢, CHs B Ar); 2.67 (3H, ¢, 4-CHs); 3.65 (3H, ¢, 3-CHz); 4.22 (2H, 1,/ = 5.9, 74
4.33 19.81 COOCH); 4.55 (2H, T, J = 5.8, ArOCH»); 6.75-7.07 (4H, M, Ar)
3f C14H13CINOsS, (19.05) 17.31 150-152 2.68 (3H, c, 4-CH3); 3.65 (3H, ¢, 3-CH3); 4.32 (2H, 1, /= 5.9, COOCH>); 4.57 (2H, T, 73
(18.78) 16.93 J=15.9, ArOCH,); 7.10-7.38 (3H, m, Ar)
3g C1oH1sNOsS, 461 20.58 64-65 133 3H, 1,/ = 6.2, CHs B Et); 2.35 (3H, ¢, COCH); 2.73 (3H, ¢, 4-CH): 3.68 (3H, c, 88
4.42 20.19 3-CH3); 4.28 (2H, x, J = 6.2, CH, B Et); 5.72 (1H, ¢, COCH)
3h C12HiINO;S, 547 24.49 165-167 2.30 (3H, ¢, 4-CHs); 3.85 (3H, ¢, OCHz3); 7.25-7.62 (5H, M, Ph) 83
5.28 24.15
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2.32 (3H, ¢, 4-CH3); 3.78 (3H, ¢, OCHa); 4.81 (2H, ¢, CHa); 7.30-7.62 (SH, m, Ph)
2.30 (3H, ¢, 4-CH3); 5.28 (2H, ¢, OCHy); 7.25-7.60 (10H, M , 2Ph)

2.30 (3H, ¢, 4-CH); 3.83 (3H, ¢, OCHa); 7.30-7.60 (4H, m, Ar)

2.32 (3H, ¢, 4-CH3); 3.77 (3H, ¢, OCHa); 4.82 (2H, ¢, CHy); 7.30-7.60 (4H, m, Ar)
230 (3H, ¢, 4-CH); 5.28 (2H, ¢, CH»); 7.30-7.60 (9H, m, Ph u Ar)

2.58 (3H, ¢, 4-CHz); 3.63 (3H, ¢, 3-CH3); 4.50 (2H, o. m. ¢, NH»); 9.10 (1H, o. u. c,
NH)

2.70 (3H, ¢, 4-CHs); 3.70 (3H, c, 3-CH3); 7.36-7.83 (5H, m, Ph); 8.00 (1H, ¢, N=CH);
11.60 (1H, yu. ¢, NH)

2.76 (3H, ¢, 4-CHz3); 3.70 (3H, ¢, 3-CH3); 6.50, 6.80 u 7.70 (1H, 1. 1, J=5.4 u 5.0;
1H, n,J=5.4u 1H, o, J= 5.0, 4-, 3- u 5-H, coorBercTBeHHO, B (pypuine); 7.90 (1H, c,
N=CH); 11.63 (1H, yu. ¢, NH)

2.76 (3H, ¢, 4-CHz3); 3.70 (3H, ¢, 3-CH3); 7.13u 7.60 (1H, 1, /=52 wu 1H, 1, J=5.2,
3- u 4-H, cootBerctBeHo, B Hutpodypuie); 8.00 (1H, ¢, N=CH); 12.16 (1H, ym. ¢, NH)
2.33 (3H, ¢, =CCHz); 2.76 (3H, c, 4-CH3); 3.70 (3H, ¢, 3-CH3); 7.30-7.85 (5H, ™, Ph);
10.60 (1H, yur. ¢, NH)

2.73 (3H, ¢, 4-CHs); 3.70 (3H, ¢, 3-CH3); 6.80 1 7.63 [2H, n, J=9.2u 2H, 1, J=9.2,
(CH2)2C=0 u (CH2)2C=N cooterctBeHHO0]; 9.60 (1H, yu1. ¢, NH)
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[locnenaue B BUAE KaJIWEBBIX coyeld OBUTH ATEPUHUIIMPOBAHBI B BOJE WIIH
IM®A numermicynb}haToM WM pa3iIndHBIMA AKTHBHBIMU TaJIOTEHUAAMH M
TIpH 3TOM 00pa30BaJICS PsI HOBBIX d(HpPOB 3a—m.

[Ipu m3ydennu ruppazvHONM3a coeAHEHNH la—c ObUTO OOHAPYKEHO, UTO
TONBKO coenrHeHue la mox aelicTBHeM HM30BITKA THAPA3WHTHIAPATA MPU KOM-
HaTHOW TeMIlepaType JIETKO MpeBpaIaeTcs B OXuaaeMblii ruapasun 4. B cioy-
Yyae MPOBENEHUS ITOM peaklyy MPH MOBBIIIEHHON TeMIlepaType, Kak OIMHCaHO
IUIST METHUJIOBOTO 3(upa 2-MeTHI-5-(PeHMITHA30IKapOOHOBON KHCIOTHI [4],
MIPOUCXOANT AECTPYKIHMS THA30JINHOBOTO KOJIBIIA.

W3 runpasuna 4 u 6enzanpaeruna, Gpypbhypona, S-autpodypdypoia, anero-
(heHoHa WM n-O0EH30XWHOHA CHHTE3WPOBAaHBI HOBBIE MOTEHIMAIBHO OMOJIOTH-
YECKH aKTUBHBIE THPA30HBI 5a—e COOTBETCTBEHHO.

SKCHEPUMEHTAJIBHASL YACTb

Crextpst SIMP 'H saperncrpuposans! Ha criektpomerpe Mercury-300 (300 MI'm) B IMCO-d.

CoctaB M CTpPOEHHE CHUHTE3MPOBAHHBIX COEAMHEHMH MOATBEPIKAEHBI PE3ylbTaTaMH diie-
MEHTHOTO aHANN3a U JaHHBIME criekTpos IMP 'H (cM. Tabmumy).

3,4-lumeTHII-2-THOKCO-1,3-THA30/IMHII-5-Kap0oHOBass KucI0Ta (2a) TmOdydeHa 110
M3BECTHOM MeTonuke [3].

3-Apui-4-meTna-2-tuoxco-1,3-Tua3ouHmiI-5-kapooHoBblie kucjaorel 2b,c. K pactBopy
10 mmouts 84% KOH B 10 M sTanona npubasisror 10 mmoins 3¢upa 1b,¢ u peakimoHHy0 cMech
KuATAT 3 4. Jlanee oTrOHSAIOT 3TaHOM, OcTaToK pactBopstoT B 10 ma H,O, pactBop puistpyrot,
¢unbrpat noakucisitor HCI o pH 4, BeiaenuBuiniics ocagok npoaykra 2b,c oTGHUiIbTPOBIBAIOT.

¢upsl kucaor 2a—c (3a—m). K cycnensuu 10 mmons 84% nopouika KOH B 10 M IMOA
n06aBistroT 10 MMOJIB KHCIOTHI 2a—€, MEPEMEIINBAIOT B T€UeHHE | 4 M 3aTeM HOPUUSAMH NpH-
OaBisttor 10 MMoIb ranorennaa. Peaknuonnyro Maccy BoiepxxuBatot 3 9 pu 50-60 °C, oxmax-
JAI0T U OT(QMIBTPOBBIBAIOT TaNOreHH] Kanus. OHiIbTpaT ymapuBaroT, OCTaTOK 0OpadaTHIBAIOT
10 Mt H,O, ocanok npoxykra 3a—m OTGHUIETPOBEIBAIOT U CYIIAT HA BO3IyXE.

I'napasun 3,4-1uMeTHII-2-THOKCOTHA30JIHHUI-5-Kap0oHoBoii kuciaoTsl (4). K 10 Mt 55%
THIpa3sHHTUApaTa [IPU NepeMenmrBanun 1o6asistior 2.2 T (10 MMoib) a¢upa 1a ¥ peakMOHHYTO
cMech BoeiepxkuBarot 24 4 mpu 20 °C. [lanee npoaykt 4 oTGHUIBTPOBHIBAIOT U MPOMbIBatoT 10 M
BOJIBI.

N-(3,4-IuMeTn/1-2-THOKCOTHA30ITMHUIKAPOOHMI)TH/IPa3oHbl OeH3aubaeruaa (5a), gpyp-
¢ypona (5b), S-uurpodypdypoaa (5¢), aueropenona (5d) u n-6enzoxunona (Se). K 2.03 r
(10 mmosp) coequuenus 4 B 30 Mt H,O npubasmnstor 0.86 mi 36% HCl u nanee k nonydeHHOMY
pactBopy npu 0 °C — 10 MMonb KapOOHHIBHOTO coeAauHeHHs1. CMeCh BBINEPKHUBAIOT 4 4 MpH
20 °C, u ocajok Mpoaykra 5a—e OTGUIBTPOBBIBAIOT, npoMbiBaioT Ha ¢uiabtpe 10 M H,O u
cymaTt Ha Bo3myxe. JlIst OUMCTKH COSTMHEHUH S UX pacTUPAIOT C alleTOHOM U OT(OUIBTPOBBIBAIOT.
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