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A1 ¥O. SIxyunn, B. ]I, inuenxo, B. IL. JTarsanos®

CHHTE3 IIPOM3BOJHBIX 6-METHI-5-
GEHWIKAPEAMONIL-3-IAA HOITHPY IHH-2 (1 H)-
THO(CEJIEHO)HOB

Peaxruell 3TOKCHUMETHICHANCTUIANCTAHANIIA ¢ IHAHOTHO(CENEHO )aeTaMu-
IaMH B IPUCYTCTRAM N-MeTHIMOPGONHMHA U aNKHIHPYIONINX areHTOB ITONYICHE
3aMEIHEHHAbIE 2-aIKIITHO(CeNCHO TAPHANHEL A THEHO[2,3-b JMIpHIiasL.

Kntouessie cioBa: 2-anKuITHO(CENEHO )TAPHIAMHEL TACHO[2,3-b ] MAprIHHEL.

Merons! craTe3a 4-R-6-metwr-5-benunkapbamomnst-3-rmanormupuars-2( 1 H)-
TAOHOB OCHOBEIBAFOTCS Ha KOHACHCAIWH ajbHETHIOB, aHIINIA alleTOYKCYCHOM
KACJIOTEl W IIHaHOTHOaneTamuaa. IIpy 3ToM B 3aBHCHMOCTH OT HPHPOIBI HC-
HOJB3yeMOr0 allbAeTHAR MOTyYaroT 4-ankwi- [1, 2], 4-apun- [3, 4], 4-rerapurn-
[5-8], 4-mukiorekcancnupo- [9] 3amelnieHHBIe MUPHIRHTHOHEL VIHTEpeC K yKa-
3aHHBIM [IPOM3BOIHEIM IMAPHAMHTHOHOB BEI3BaH OOHAPY:KEHHEM B WX DALY Be-
OIECTB ¢ I'eHaTonpoTeKTOpHOH axtuBHOCTHIO [10]. YumrteBas, uro 4-me3ame-
NICHHBIC aHAJOrW WX He HM3BECTHHI, MBI pa3spaboTaiy METOX CHHTe3a IIPOH3-
BOTHELX. 6-MeTHI-S-(heHmapoamort-3-tmanormprmma-2( | H)-tro(ceneHo))Ho..
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2aX=S,bX=S8e;4,5aR=H, Hal =I; bR = Et, Hal = Br; ¢ R = H,C=CH, Hal = Br;
d R =Ph, Hal = CI; e R = H,NC(O), Hal =I; f R = 2-MeTunruo-6-MeTrI-3-0HaHOIAPHIHHE- 511
Hal = Br; g R = Me, Hal = I; 6, 7 a R'= 4-BrC¢H,, Hal= Br, b R'= 2-meruntio-6-Merun-3-
tmagonvpuaus-5-un, Hal =Br; 9 aR = H, b R = Me, ¢ R =Ph; B = N-metmimopbomma
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XapaKTepucTHKY CHHTE3UPOBAHHBIX coepunenuii 3, 5a~f, 7a,b, 9a—c

Co- Haiineno, % 1
UK criextp, cM
enu- Bpyrtro- Brruncneno, % T.on., °C#* > 1 : Brixon,
He- ~ Qopmysa o u N s =N =0 Crexrp SIMP 'H, 8, m. a,, J (I'1x) %
HUe NHp NH
3 C14H11N3OS 62.54 4.22 15.60 1191 250-252 2220 1640, 2.53 (3H, ¢, CHa); 7.34-7.64 (5H, M, Ph), 86
62.43 4.13 15.59 11.92 3200, 8.30 (1H, ¢, C(4)H); 10.30 (1H, yu1. ¢, NHCO);
3320 14.27 (1H, yu. ¢, NH)
5a CisH13N3OS 63.68 4.52 14.73 11.32 190-192 2220 1640, 2.66 (6H, yw. ¢, CH3 u SCHs); 7.22-7.72 (5H, 80
63,56 4.63 14.84 11.32 3270 M, Ph); 8.38 (1H, ¢, C(4)H)
5b Ci7H17N308 65.67 5.50 13.49 10.40 160-162 2220 1640, 1.00 (3H, T, J = 6.4, CH3CHy); 1.71 (2H, M, 92
65.58 5.58 13.49 10.31 3250 CH3CHy); 3.31 2H, 1, J = 5.9, SCHy);
7.10-7.72 (5H, M, Ph); 8.36 (1H, ¢, C(4)H);
10.45 (1H, ym. ¢, NH)
5c Ci7H1sNaOS 66.10 499 13.48 10.39 157-159 2210 1640, 2.65 (3H, ¢, CH3); 3.99 (2H, n, J = 6.4, SCHy); 88
66.02 4.88 13.58 10.35 3290 513 (n,J=9.1)n5.34(n, J=159), (no 1H,
CHy=); 5.93 (1H, M, CH=); 7.08-7.70 (5H, M,
Ph); 8.36 (1H, ¢, C(4)H); 10.42 (1H, ym. c, NH)
5d Ca21H17N308 70.17 4.67 11,79 8.82 161-163 2220 1640, 2.69 (3H, ¢, CHas); 4.58 (2H, ¢, SCHy); 85
70.15 4,76 11.70 8.94 3250 7.20-7.70 (10H, M, CHaPh u HNPh); 8.37 (1H,
¢, C)H); 10.46 (1H, yw. ¢, NH)
5e C16H1aN4O2S 58.88 4.42 17.27 9.72 208-210 2220, 1640, 2.71 (3H, ¢, CH3); 4.02 (2H, ¢, SCHy); 6.98 ym. 87
58.87 4.30 17.19 9.83 3400 1660, o ¥ 7,467 yu. ¢ (no 1H, NHa); 7.07-7.79 (5H,
3290 M, Ph); 8.23 (1H, ¢, C(4)H); 10.30 (IH, ym. c,
NH)
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5| CouHiNsOsS2 60.97 4.04 14.89 13.64
60.86 4.05 1478 13.55
Ta | CoHiBiN;O:8 | 5636 3.66 9.01 6.78
56.65 3.47 9.00 6.89
7b CosH9N502S, 60.77 4.04 14.63 13.44
60.85 4.05 14.76 13.54
9a | CisHisN;OSe 5445 3.87 1272 23.8
54.56 3.96 1273 23.90
9b | CigHisN;OSe 55.92 439 12.11 22.84
55.80 440 12.23 22.93
9¢ | CuHpN;OSe 62.07 412 11,34 19.53
62.06 4.23 11.33 19.44

* PacTBOpUTEND Jy1s1 Kpuctamnusauus 3 — EtOH, B ocTanssbix ciydatx — JIIM®A,
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2.67 (6H, ¢, SCH3 n 6-CH3 METUITHOTIMPH TINH~
5-wn); 4.74 (2H, ¢, SCHy); 7.07-7.79 (SH, m,
Ph); 8.25 ¢ u 8.86 ¢ (1o 1H, C(4)H nupuarHoB);
10.29 (1H, yi. ¢, NH)

2.27 (3H, ¢, CHa); 7.09~7.92 (9H, m, Ph u
CoHy); 8.43 (2H, yu. o, NH,); 8.80 (1H, c,
C(4)H); 10.45 (1H, ym. ¢, NH)

2.59 ¢, 2.61 cu2.69 ¢ (o 3H, CHs); 7.07-7.74
(5H, M, Ph); 8.14 yuu, ¢ u 8.81 ym. ¢ (o 1H,
C(4H nupununor), 8.45 (2H, yu. ¢, NHz);
10.44 (1H, yur. ¢, NH)

2.57 (3H, ¢, SeCHa); 2.66 (3H, ¢, CHy);
7.09-7.72 (5H, m, Ph); 8.33 (1H, ¢, C(4)H);
10.43 (1H, yn. ¢, NH)

1.50 (3H, T, J = 6.9, CHsCH,); 2.66 (3H, ¢,
CHs3); 3.30 (2H, ¢, CHaCHy); 7.12~7.72 (5H, m,
Ph); 8.33 (1H, ¢, C(4)H); 10.43 (1H, ym. ¢, NH)
2.73 (3H, ¢, CHa); 4.62 (2H, ¢, CHyp); 7.02-7.79
(10H, m, CHoPh 1t HNPh); 8.31 (1H, ¢, C(4)H);
10.42 (1H, ym. ¢, NH)
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BzamMmopedcTBreM STOKCEMeTIIeHaneTunaneragunuaa (1) ¢ nuasoTHo-
anietamufioM (2a) B npHcyTcTBHHM N-Mermwivopdonuia B abc. aTanoie Npu
25 °C nony4en 6—MeTm-5-¢>eHHnKap6aM0Hh-3-HHaHoanHz[HH—Z(1H)~TH0H 3),
9TO HOATBEPXKIAOT crekTpanpHele gaHHeie. B MK cmektpax tHona 3 comep-
KaTCs TIOJIOCHI MOIJIONICHHUS BAICHTHBIX KOIeOAHMI CONPSOKEHHOM HUTPHILHOM
rpymist B obmactm 2220 oM, mvmmorpymm B ofmacta 3200-3320 cv”
¥ kKapOOHETBHOM rpymmesl B obmacti 1640 oM. Bcmexrpax SIMP 'H
HabIIFONAI0TCA XapaKTepHbIe CUTHAJIBI IIPOTOHOB METHIHHOM TPYyTIIs! B 061acTa
2.54 m. 1., enmna u C(4)H mupuauaoBoro sapa opu 7.34-7.64 u 8.30 m. 1.,
a Taxke IporoHoB NH kap6amowisHOro (hparMenta ¥ MMPHIMHOBOTO KOMBIA
mpu 10.30 1 14.27 M. 1. COOTBETCTBEHHO.

Anmxumapopanre THoHa 3 ranoremdmamu 4a—f B JIMOA B DPHCYTCTBHH
sKkBEMOIIIpHOTO Kommmuectea KOH mporekaet pem{?ceneKTHBHo Y MPHUBOIMT K
COOTBETCTBYIOMMM aiKITHonupuarnam Sa-f. Hcnonszosanme (ret)apom-
METWITaNoreHAa0B 6a,b NpH aIKUIMpOBaHWH THOHA 3 B NPHCYTCTBUH IBYX-
xpatHoro u36sTka KOH npusomut k 3-aMuHO0-2-(reT)apori-6-MeTHII-S-heHIIT-
xapbamownnrueHo[2,3-b]mupunuaam (7a,b).

ITpu B3aumozneiicTBum coequnenus 1 ¢ 1manoceneroanieTaMuaoM 2b B mpu-
CYTCTBUM OCHOBaHUS B abc. 3TaHone B armocdepe aproHa 6-MeTwI-5-¢eHmn-
kapbamounn-3-npanomupuana-2( 1 H)-cenenorn (8) B MHIUBHIYaTEHOM COCTOS-
HHM BBLIGIHUTE HE YIAIOCh, BEPOSTHO, H3-32 BEICOKOW CIIOCOOHOCTH CEeNICHOHA 8
k oxucnensro [11]. OnraKko Mpu BBEACHUH B PEAKLHOHHYIO CPeAy aMKUAraio-
reHuAoB 4a,d,g monyveHs! 2-anKwiceIeHONUPHAUHE 9a—c. CTpyKTypa mocie/-
HHUX MO3BOJIAET COENATH NPEAIONoKeHne 00 obpa3oBaHIM HA TPOMEKYTOYHON
CTaif| CesieHoHa 8.

Crpykrypa nofaydeHHbIX coeuHenuit 3, 5a—f, 7a,b u 9a—c cormacyercs
C TaHHBIMH (PH3HKO-XMMHYECKUX HCCTIeMOBaHui (Tabnmg).

SKCIIEPUMEHTAJBHAA YACTH

VK crHexTpsl CHHTE3WPOBAHHEIX COCHMHEHHH 3amuchiBamM Ha cuekrpomerpe HMKC-29
(B BasemuHOROM Macie). CriexTpel SIMP 'H perucrpuposane Ha mpubope Bruker WP-100SY
(100 MI'm) (gma coenumermit S5e — Bruker AM 300 (300.13 MI'm), 5f, 7a,b — Gemini-200
(199.975 MI'm)) 8 AMCO-ds, BHyTpennuii cragmapt Me,Si. KoHTponb 32 x0IoM peaximu u
HHIUBUIYaTHHOCTHIO [TOMY9EHBIX BeIecTB ocymiecTsiun MeronoMm TCX ma mracrumax Silufol-
254, aneroH-TenTa, 3 : 5, NIPOABHTENb — Haphl HOJA.

6-Merni-5-gpennnkapbavoni-3-nuanomupumns-2(1H)-tvon . (3). Cmecs 10 r (42.9 mmons)
sTokcusTwiieHa 1, 4.29 r (42.9 mmons) mmanotmoanerammpa 2a u 4.8 i (42.9 mmons)
N-meTunmopdonusa nepemMemuBaloT B abc. stanone mpu 23 °C 2 u4. O6pasoBaBmimiics 0Camox
OTOIIETPOBHIBAIOT, IPOMBIBAIOT alc. ITaHOIOM, rekcanoM. ITomyqaror THor 3 (Tabnumira).

2-AnknntTHo-6-meTriI-S-penunxapbamonn-3-unanonupuanakl (Sa—f). K cycnemsum 1 r
(3.7 mMomns) Trora 3 B 10 Mx JIM®A npn nepememupannu n1o6asmsor 2 M (3.7 mmoas) 10%
pacteopa KOH. UYepez 5 MHH B peakIMOHHYIO Maccy BHOCAT 3.7 MMOJE COOTBETCTBYIOIICTO
anxwiranoreanna 4a-f u npomomxarorT mepememmBanme 4 4. O6pasoBaBmmiics 0OCaloK
OTQHIFTPOBIBAIOT, IPOMBIBAIOT ITAHONOM, TekcanoM. [lomywaror coenunenus Sa~f (tabmumna).

3-Amuno-2-(ret)aponn-6-MeTHiI-5-¢h eHAIIKapOaMOBNTHEeHO[2,3-b | MupHANHEL (7a,b).
K cycriensunm 1 r (3.7 mvons) TroHa 3 B 10 Ma IM®A 1pu nepeMeriiBaiuy 100ABIAIOT 2 MI
(3.7 mmons) 10% pacreopa KOH. Yepez 5 MuH B peakUMOHHYIO MAacCy BHOCST 3.7 MMOIb
COOTBETCTBYIOMIEro (reT)apomnraloreHuna 6a,b, gepes 0.5 u mobasnsxor 2 M 10% pactBopa
KOH u mepemenmmparorT eme 4 3. O6pasoBaBImiics 0CamoK OT(MIETPOBBIBAIOT, MPOMBIBAIOT
9TaHOJIOM, I'CKCaHOM (Tabiuria).
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" 2-AskniiceneHo-6-mMeTHI-5-penmaKkapbamona-3-nuanonupuaunbl  (9a—c). Cmecs 2 1
(8.57 mmons) sroxcmatmwiena 1, 1.3 r (8.57 mmons) muanocenenameramuma 2b u 0.96 ma
(8.57 mmons) N-merrnMopdonusa B abc. 3TaHONE NEpeMEMUBAIOT 2 9 B arMocdepe aproxa npu
25 °C. 3areM K peakUHOHHOH Macce ZOGABITOT 8.57 MMONE COOTBETCTBYIOMIETO ANKHITATOTE-
suna 4a,d,g # nepememmBaioT 4 4. O6pasoBaBInMiica 0CATO0K OTAENIOT, IPOMBIBAIOT STAHOIOM,
rexcagoM. [Tomyuaror coennsenns 9a—c (tabnmma).

Paboma ewnonnena npu unancoeoil noddepiicke Poccuiickozo onoa
@ynoamenmansuex uccaeoosanuii (npoexm Ne 99-03-32965).
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