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CHUHTE3 5-[2-(PEHOKCHN)THJIITPOU3BOAHBIX
6-METHJIYPALIUJIA, 6-METWJI-2-TUOYPALILJIA U 2-AMHUHO-
6-METWJINNIUPUMHNINH-4(3H)-OHA

OcyIIecTBIIeH CHHTE3 HOBBIX MPOU3BOAHBIX O-METHIIypalmia, 6-MEeTHI-2-THOypaliia U
2-amuHO-6-MeTunmupuMuanH-4(3H)-0Ha, conepkamux B MOJOXKECHUH 5 THPHMUAWHOBOTO KOJb-
na 2-(peHoKcn )3 THIBHBIA 3aMecTuTenb. [lokazano, uTo 5-[2-((heHOKCH )T |[IpOU3BOAHBIE 6-Me-
TWI-2-THOYpauuia u 2-aMHHO-6-MeTunnupuMuanH-4(3H)-oHa 00pa3yioTcs mpu KOHAEHCAIMH
COOTBETCTBYIOMIUX ITHI-2-(2-(EHOKCUITIIN)-3-0KCOOYTAaHOATOB ¢ THOMOYEBUHON HIIM T'yaHHIH-
HOM. 6-MeTui-5-[2-(peHoKCH )3T |y paiiisl MOAYYeHBI TP B3aUMOACHCTBUU 6-METHII-2-THO-5-
[2-(dpenOKCH)aTHIT |ypaliiIOB ¢ H30BITKOM BOIHOTO PACTBOPA MOHOXJIOPYKCYCHOM KHCIOTHIL.

KunroueBble cioBa: 2-amuHO-6-MeTni-5-[2-(deHoken )| nupumuani-4(3H)-oHbl, 6-MeTHII-
2-1110-5-[2-(heHokcn )aTri |y paribl, 6-MeTui-5-[2-((heHOKCH )IThI |y paliiibl, CHHTES.

YcraHoBIeHHE CHHAPOMA PUOOPETEHHOTO0 MMMYHOAC(QUITITA COTPOBOXKIA-
eTcst MaHHdecTaneil COmyTCTBYIOUINX ONMOPTYHUCTHYECKUX HHQpeKruit [1].
OTHONOTHYECKUMH areHTaMH TaKUX WH(GEKIMN 9acTo SBIAIOTCS Preumocystis
carinii n Toxoplasma gondii. IlepcTIeKTHBHOW MUIIICHBI0 XUMUOTEPAIICBTHYC-
CKOTO BO3CHCTBUS Ha PEMPOAYKLHUIO 3TUX MHKPOOPTaHHW3MOB SIBJISETCS M-
runpodonar-peaykraza [2]. M3BeCTHBIMH HMHTHOMTOpaAMH  JTUTHIPOGOIIAT-
penykrasbl SBistoTcs TpuMmeronpuM (1) u muputpekcum (2). OgHaKo UX TpHU-
MEHEHHUE Ui MPOQUIAKTHKH ¥ JieueHHs 3a00JeBaHUM, BBI3BAHHBIX Pneumo-
cystis carinii u Toxoplasma gondii, yacto Maja03(h(EKTUBHO, YTO CBSA3aHO
C 0COOEHHOCTSIMH >KH3HEHHOTO IMKJIAa 3TUX Bo30ynuteneil. Ilpenmomnaraercs,
YTO MPUYMHON 3TOTO SBISIETCS OTHOCHTENHHO BBICOKAS MOJSPHOCTH COEIU-
Henndd 1 u 2 [3]. 3HauurensHO Ooyiee 3PPEKTUBHBIMH UHTHOUTOPAMHU ITHX
MHKPOOPTaHU3MOB OKa3aJMCh aHAIoru TpuMeronpuma (1), KoTophie comepKaT
B OCH3WJIBHOM (pparMeHTe Takue JUMO(UIbHBIC 3aMECTUTENH, KaK M-KapOOKCH-
ankokcu- (3) [4] nnn o-kapOoKkcHanKmiIbHbIe rpymsl (4) (n = 2-5) [5].
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C nenpio MOMCKa HOBBIX MMOTEHIUAIBHBIX MPOTHBOOIYXOJIEBBIX U aHTHOAK-
TEpUATBHBIX areHTOB — BEPOSTHBIX WHTHOUTOPOB TUTHAPO(OISAT-PENyKTa3bl, MBI
CUHTE3UPOBAJIA HOBBIE ITPOU3BOJHBIE MUPHUMHUJNHA, KOTOPBIE B IOJOXKEHHUH 5
HUMEIOT JIUMTO(UITBHBIN 2-()EHOKCHITHIBLHBIN 3aMECTHTEIb.
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Cunre3 5-[2-((peHOKCH )3T [IPOU3BOAHBIX O-METHII-2-THOYparia 5-8 u 2-
amMu-Ho-6-meTrmupuMuanH-4(3H)-ora 9-13 3akmodaercs B KOHACHCAIHH
ATUN-2-(2-heHOKCHAITIIT)-3-0kcoOyTanoatoB 14—18 ¢ 2.5-kpaTHBIM MOJISIPHBEIM
M30BIT-KOM THOMOYEBHHBI WM TyaHHIWHA. Peakums ycmemrHo MpoTeKaeT
B KHUIISAIIEM a0COJIOTHOM METAaHOJE IIPH HCIOIB30BAaHUU 2.6—2.8-KpaTHOTO
MOJIIDHOTO U3-OBITKAa MeTWJaTa HaTpus, KaKk 3TO OIMMCaHO B W3BECTHBIX
Meroaukax [6—8]. [Ipu 3TOM OBIITH TOTyYEHBI COOTBETCTBYIOIIHE 2-THOYPAITHITBI
5-8 wm 2-ammHO-6-MeTHI-5-[2-(berHokcn)rtun JmupumuauH-4(3H)-oaer  9-13
(Tabmuma).

OEt
NH 0
2 + O MeOH / MeONa
R >
X~ "NH, 0%  Me

14-18

O
O
. HN
TG
X N Me
H

5-13

5,9, 14R=H; 6, 10, 15R = 2-Me; 7, 11, 16 R = 3-Me; 12, 17 R = 4-Me; 8, 13, 18 R = 3,5-Mey;
5-8X=S; 9-13 X =NH

ITockonbKky MOUEBHHA 3HAUMTEIBHO TPYIAHEE BCTYMAET B PEAKLUIO KOHACH-
cauuu ¢ 3¢upamMu [B-KETOKUCIIOT, YeM THOMOYEBMHA WM T'YaHWIHWH, CHUHTE3
5-[2-(perokcH)aTHA [TpOn3BOAHEIX 6-MeTHayparnmia 19—22 ObUT OCyIIecTBICH
myTeM 00paboTKH 2-THOYpauniIoB S—8 BOJHBIM pacTBOPOM MOHOXJIOPYKCYCHOM
KHCJIOTHI, KaK 3TO OMHCaHo B Juteparype [8, 9] (tabmuia).

(0] (0]
(0] (0]
HN CICH,COOH/H,0 HN
X R iy R
S N Me (0] N Me
H H
5.8 19-22

5,19R=H; 6,20 R=2-Me; 7,21 R=3-Me; 8,22R =3,5-Me,
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XapaKTepncTnKn CHHTE3UPOBAHHBIX COG}IHHGHI/Iﬁ

Haiineno, %
Coenu- Bpyrro- Borancieno, % T.Orm., Brixox, %
HEHHUE ¢dopmyna C
C H N

5 Ci3H14N,0,S 59.74 5.49 10.49 225-226 77
59.52 5.38 10.68

6 C14H6N,O,S 60.97 5.71 10.02 223-226 71
60.85 5.84 10.14

7 C4H¢N,O,S 60.66 5.73 10.30 229-230 75
60.85 5.84 10.14

8 CisHisN,O,S 62.25 6.34 9.47 238-239 90
62.04 6.25 9.65

9 C13H;5N;0, 63.42 6.24 17.28 267-269 78
63.66 6.16 17.13

10 C14H7N;0, 64.98 6.76 16.03 273-274 64
64.85 6.61 16.20

11 C1sH7N;0, 65.01 6.73 16.05 269-271 65
64.85 6.61 16.20

12 C4H7N;0, 64.69 6.70 16.34 259-260 55
64.85 6.61 16.20

13 CsHsN;0, 66.14 7.24 15.20 272-274 77
65.91 7.01 15.37

19 C13H14N,04 63.53 5.88 11.29 208-210 82
63.40 5.73 11.38

20 C14H6N,04 64.76 6.35 1091 225-226 75
64.60 6.20 10.76

21 C14H6N,05 64.46 6.03 10.87 204-205 89
64.60 6.20 10.76

22 C1sHisN,04 65.77 6.50 10.42 214-215 82
65.68 6.61 10.21

SKCIIEPUMEHTAJIbBHASI YACTb

Crextpsr SIMP 'H perncrpupoBamn ma crmextpomerpe Bruker DRX-500 (500 MIm)
B IMCO-d¢, BHyTpeHnuii cranmapt TMC. MHTepnpeTanuio CeKTPOB OCYIIECTBISUIA C ITOMO-
o JuneH3nonHoi nporpammel ACD/HNMR Predictor Pro 3.0 ¢upmer Advanced Chemistry
Development (Kanana). Macc-criekTpsl noiy4anu Ha cnekrpomerpe Varian MAT-111 (mpsamoit
BBOA, MoHM3amma merogoM DY, 70 3B). Temmeparypsl MmIaBieHHS H3MEPSIH B CTEKJITHHBIX
kammuapax Ha npudope Mel-Temp 3.0 (Laboratory Devices Inc., CLLIA).

6-MeTui-2-tuo-5-(2-penoxcudyTuia)ypauua (5). K pactsopy 2.7 r (117 mmons) Hatpus
B 100 M meraHona nobasnsioT 8.9 T (117 Mmons) TnomoueBuHbL, 11.5 T (45.95 MMmop) >THI-2-
(2-penoxcuaTii)-3-okcobyranoara (14) U KAOATAT € 3alIUTON OT Biard Bo3ayxa 48 4. Peak-
LHOHHYIO MacCy yMapHBaloT B BaKyyMe, OCTaTOK pacTBOpsoT B 200 M1 BOABI, MOAKUCISIOT 3%
PacTBOPOM COJITHOM KUCJIOTHI, BBIAETMBIIMICS 0CaI0K OTQUIBTPOBBIBAIOT, cymmat mpu 60-70 °C
U TIepeKpHUCTAUIN30BbIBaIOT U3 cMecu JM®PA-Boma, 5:1. Iomywaror 9.3 r menkoxpucrai-
JIMYECKOTO BEINECTBA CBETIO-XKENTOTO IBeTa, T. M. 225-226 °C. Cunektp SIMP 1H, S5, M. .
(/, Tm): 2.21 (3H, ¢, 6-CH3); 2.75 (2H, T, J = 5, CH,CH,0); 4.00 (2H, 1, J = 5, CH,0); 6.84-7.21
(5H, M, C¢Hs), 11.96 (1H, ym. ¢, 3-NH); 12.04 (1H, ym. ¢, 1-NH). Macc-cextp, m/z: 262 [M]".

CoenuHenus: 6—8 nony4aroT aHaJIOTHYHO.
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6-MeTnn-5-[2-(2-merundenoxen)stual-2-tuoypauna (6). Crextp SIMP 'H, &, m. x.
(/, Tm): 2.10 (3H, ¢, 2-CH3); 2.19 (3H, ¢, 6-CH3); 2.68 (2H, 1, J = 5, CH,CH,0); 3.97 (2H, T,
J=135, CH,0); 6.85-6.96 (2H, M, apom. H); 7.23—7.30 (2H, ™M, apom. H); 10.61 (1H, ymur. ¢, 1-NH);
10.89 (1H, ym. ¢, 3-NH). Macc-cnektp, m/z: 276 [M]".

6-MeTun-5-[2-(3-merundenoxcu)stual-2-tuoypauna (7). Crextp SIMP 'H, &, m. n.
(/, Tm): 2.18 (3H, ¢, 6-CH3); 2.26 (3H, ¢, 3-CH3); 2.70 (2H, 1, J = 5, CH,CH,0); 3.98 (2H, T,
J=5, CH,0); 6.68-6.77 (3H, ™M, apom. H-2',4",6"); 7.14 (1H, ™, apom. H-5"); 12.05 (1H, ym. c,
3-NH); 12.28 (1H, yur. ¢, 1-NH). Macc-crextp, m/z: 276 [M]".

6-MeTun-5-[2-(3,5-numerniadpenokcn)Itwi]-2-ruoypauun (8). Crexrp SIMP 'H, 8, m. 1.
(/, Tm): 2.20 (3H, ¢, 6-CH3); 2.27 (6H, ¢, 3-CH3); 2.69 (2H, 1, J = 5, CH,CH,0); 3.98 (2H, T,
J=5, CH;0); 6.69 (3H, c, apom. H); 11.33 (1H, ym. ¢, 3-NH); 11.45 (1H, ym. c, 1-NH). Macc-
cnexrp, m/z: 290 [M]".

2-AMHHO-6-MeTHI-5-[2-(deHokcn)a T | mupumuand-4(3H)-on  (9). K pactBopy 1.0 r
(43.48 mMmounb) Hatpus B 50 mut MetaHona no6aBisiioT 5.1 r (42.81 MMoib) aneraTa ryaHUIMHa,
4.2 T (16.78 Mmonb) >THi-2-(2-(heHoKCcHITIIN)-3-0Kco0yTanoata (14) M KUIATAT ¢ 3alIUTOH OT
BIIaru Bosayxa 48 4. PeakinoHHy10 Maccy ynapuBarOT B BaKyyMe, OCTaTOK pacTBOpsOT B 200 mi
BOJIBI, TOJKHCISIIOT 3% pacTBOPOM COJSTHOM KHCIIOTHI, BBIASIUBIIMHCS OCamOK OT(GMIBTpO-
BBIBAIOT, CYLIAT HAa BO3JyXE U NEPEKPUCTAIIIN30BbIBAIOT U3 cMecu IM®DA—Boza, 5:1. [lomyyaror
3.2 T MEJIKOKPHUCTAIUTMIECKOTO BEIIECTBA CBETIO-XKEITOTO 1BeTa, T. I 267-269 °C. Cmektp
SAMP 'H, §, m. . (J, T): 2.17 (3H, ¢, 6-CH,); 2.72 (2H, T, J = 5, CH,CH,0); 3.95 2H, 1, J = 5,
CH,0); 6.23 (2H, ym. ¢, NH,); 6.89-7.20 (5H, M, C¢Hs); 10.54 (1H, ym. c, 1-NH). Macc-
crexTp, m/z: 245 [M]".

Coenunennsi 10—13 morygaroT aHaIOTHYHO.

2-AMHUHO-6-MeTH-5-[2-(2-MeTHAPpeHokcn)ITHA | nupuMuauH-4(3H)-on  (10). Cmektp
AMP 'H, 8, m. a. (J, Tm): 2.10 (3H, ¢, 6-CH;); 2.23 (3H, ¢, 2-CHs); 2.73 (2H, 1, J = 5,
CH,CH,0); 3.96 (2H, 1, J = 5, CH;0); 6.27 (2H, ym. c, NH,); 6.90 (2H, M, apom. H); 7.25
(2H, m, apom. H); 10.72 (1H, yur. ¢, 3-NH). Macc-crextp, m/z: 259 [M]".

2-AMHUHO-6-MeTHI-5-[2-(3-MeTHIdeHokcH)ITHI | IupuMuauH-4(3H)-on (11). Coektp
AMP 'H, 8, m. a. (J, Tm): 2.10 (3H, ¢, 6-CHs); 2.26 (3H, ¢, 3-CH3); 2.72 2H, T, J = 5,
CH,CH,0); 3.93 (2H, T, J = 5, CH,0); 6.21 (2H, ym. c, NH,); 6.66-6.78 (3H, M, apom.
H-2'4',6"; 7.10~7.16 (1H, m, apom. H-3"); 10.64 (1H, yur. ¢, 3-NH). Macc-cextp, m/z: 259 [M]".

2-AMUHO-6-MeTHA-5-[2-(4-MeTnaApenokcn)dITua | nupumuaua-4(3H)-on  (12). Cnekrp
AMP 'H, &, m. n. (J, T): 2.19 (3H, ¢, 6-CHy); 2.22 (3H, ¢, 4-CHy); 272 2H, 1, J = 5,
CH,CH,0); 3.92 (2H, T, J = 5, CH,0); 6.23 (2H, ym. ¢, NH,); 6.81 (2H, M, apom. H); 7.07
(2H, M, apom. H); 10.68 (1H, ym. ¢, 3-NH). Macc-criektp, m/z: 259 [M]".

2-AMuHO-5-[2-(3,5-numeTninpenokcun)ITUI|-6-meTnanupumuaui-4(3H)-on (13). Cnextp
AMP 'H, 8, m. a. (J, Tm): 2.10 (3H, ¢, 6-CHz); 2.22 (6H, ¢, 3-, 5-CH;); 2.71 (2H, T, J = 5,
CH,CH,0); 3.92 (2H, 1, J = 5, CH,0); 6.20 (2H, ym1. ¢, NH,); 6.52 (3H, c, apom. H-2',4,6");
10.67 (1H, ymr. ¢, 3-NH). Macc-cniektp, m/z: 273 [M]".

6-MeTui-5-[2-(penoxcun)dtuia]ypamma (19). Cmecy 1.7 v (6.48 MMonb) coeauHeHHs 5 u
3.1t (32.81 MMOITB) MOHOXJIOPYKCYCHOM KUCIOTHI B 30 MJI BOIBI KHITATAT 12 4, OXJIQXKIAOT A0
~20 °C, BBIETMBUIMNCSA 0CaTOK OTQHIBTPOBBIBAIOT, MPOMBIBAIOT BOAOM (2 % 20 mu), cymiar Ha
BO3yXe, MEpPEeKpUCTAIN30BbIBalOT U3 cmecu JIM®PA-Boma, 5:1, momyuator 1.3 T Gemoro
MeJIKOKpUCTaIuIndeckoro Bemecta. Cnekrp SIMP 1I-I, o, m. n. (J, T'm): 2.11 (3H, ¢, 6-CHy);
2.75 (2H, 1, J = 5, CH,CH,0); 4.00 (2H, 1, J = 5, CH,0); 6.84-7.21 (5H, M, C¢Hs); 10.60
(1H, ymr. ¢, 1-NH); 10.82 (1H, ym. ¢, 3-NH). Macc-cniektp, m/z: 246 [M]".

Coenunenust 20—22 nosryyaroT aHaJIOTMYHO.

6-Merun-5-[2-(2-MeTmidenoxen)yrun]ypamma (20). Crekrp SIMP 'H, 8, m. 1. (J, T):
2.12 (3H, ¢, 6-CH;); 2.22 (3H, c, 2-CH;); 2.74 (2H, 1, J = 5, CH,CH,0); 4.02 (2H, 1, J = 5,
CH,0); 6.85-6.96 (2H, ™, apom. H); 7.23-7.30 (2H, M, apom. H); 10.53 (1H, ym. ¢, 1-NH); 10.79
(1H, ym. ¢, 3-NH). Macc-crextp, m/z: 260 [M]".

6-Metua 5-[2-(3-metningenoxcu)dtuialypanuia (21). Croextp SAMP 'H, 8, m. 1. (J, I'n):
2.13 (3H, ¢, 6-CH;); 2.24 (3H, c, 3-CH;); 2.73 (2H, 1, J = 5, CH,CH,0); 3.99 (2H, 1, J = 5,
CH,0); 6.70-6.78 (3H, ™, apom. H-2',4',6"); 7.10 (1H, M, apom. H-5"); 10.55 (1H, ym. ¢, 3-NH);
11.02 (1H, ym ¢, 1-NH). Macc-cnektp, m/z: 260 [M]".

1216



5-[2-(3,5-Anmerniadenokcn)dyTial-6-mernaypamma (22). Criexrp SMP 'H, 8, m. 1. (J, T'n):
2.18 (3H, c, 6-CHj;); 2.25 (6H, ¢, 3-CH;); 2.71 (2H, T, J = 5, CH,CH,0); 4.00 2H, 1, J = 5,
CH,0); 6.72 (3H, c, apom. H); 10.36 (1H, ym. ¢, 3-NH); 10.65 (1H, ym. ¢, 1-NH). Macc-
crekTp, m/z: 274 [M]".
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