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Hal /\n/NHZ + J . R\) /\[]/NH2

HaI

MIC 1.5-12.5 ug/ml (M. tuberculosis H37Rv)
R = H, 2-NH,, 4-NH,, 3-COOMe, 3-CONH,, 3-CONHNH,, 4-CONHNH,

n=2,3,5;Hal=Cl, Br

KBarepHu3anueil MUPUIHHOB, COMCPKANIMX AMHUHHbBIN, aMUIHBIA WA THIPA3UIHBIA 3aMECTUTEIh, ((O-TaJOTCHATKUI)CYIb(QOHMTAIET-
aMUJIaMH TIOJyYCHbI HOBBIC MHUPHUIUHHUEBBIC COCAMHEHHUs, OOJANaroNIne TyOepKYyJIOCTATHUECKONH aKTHBHOCTHIO B OTHOIICHUH MHKO-

Oakrepuii TyOepkyne3a mramma H37Rv.

KiroueBbie ciioBa: KapGaMOI/IJ'IMeTPIJ'Ich'[B(bOHI/IJ'IBHaﬂ rpynmna, NMpUAMHUCBBIE COCIUHCHUS, CyJ'[L(bOHPIJ'[aL[eTaMI/II[LI, KBaTC€pHU3alus,

MIPOTUBOTYOEPKYIe3Hast aKTHBHOCTB.

IlIupokoe npumeHeHHE coJied NMUPUAUHUS CBS3aHO C
OOJNIBIIMM pa3HOOOpa3eM HuX IMOJIe3HBIX CBOWCTB. Kak
KaTHOHHBIE  ITOBEPXHOCTHO-AaKTHBHbIE BEIIECTBA  OHH
MIPUMEHSIOTCS B Ka4eCTBE MHIMOUTOPOB KOPPO3UH, IMYJIb-
raTopoB, JAETEPreHTOB, aHTUCTATUKOB, MEX(a3HBIX KaTa-
JU3aTOPOB, BJIEKTPOJIUTOB; HCIOJIB3YIOTCS B IpoIieccax
SKCTPAKIMH, TIOTMMEPH3aIH, BOTOOYHCTKH, (IOTaImH."
Conu N-anKuiImupUARHIS UCTIONB3YIOTCS B OPTAHUIECKOM
CHHTE3€ B Ka4eCTBE PEAarcHTOB IS MOJIYYCHUS PA3IUIHBIX
KJIACCOB BEIECTB, B YaCTHOCTH (EHAIMIINAOB, KOTOPHIC
MOTYT BCTYyIaTh B peakmuu | 3-;11/mom{pHoro IIUKJIOTIPH-
COG/IMHEHNs W JPyTHe THIbI KoHjeHcauuit.> Bmaromaps
CIOCOOHOCTH BIIMSATh HA MPOHHUIAEMOCTh OHMOJIOTHMYECKUX
MeMOpaH, coim N-aJKWIMUPUAWHUS TEePCHEKTUBHBI IS
pa3pabOTKM HOBBIX JIEKAPCTBEHHBIX CPEACTB, OHOCEH-
COpOB, B KadecTBE IEPEHOCUYNKOB T'€HETHYECKOTO Mare-
puana® B renHoit nmxeHepun.

Comu N-anKWINMUPHINHAS JAEMOHCTPHPYIOT INHPOKUH
CIEKTp OMOJIOTHYECKOI aKTHBHOCTH, NMPEXKIE BCEro BBICO-
Kyl0 aHTUMHKPOOHYIO aKTHBHOCTh B OTHOIICHHH Pa3ind-
HBIX MHKPOOPTaHU3MOB, B TOM YHCII€ B OTHOIIEHUH MHUKO-
Gaxtepnii Tybepkynesa.” '’ IIHPHAMHHEBBIC COCIUHCHHS,

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

coJiepiKalliie CTepPOHHbIe (parMeHThl, 00JaJaloT BBICO-
KOl aHTUMHKOOAKTEPHAIbHON aKTUBHOCTBIO C MUHMMAJIb-
HOIl MHTHGUpyromeil KoHnenTpauueii (MUK) 0.4 mxr/mo.’
ITockonbKy MOWCK HOBBIX NMPOTHUBOTYOEPKYIE3HBIX COEIH-
HEHMH OCTaeTCs akTyaJlbHOW 3ajadeif, B 0COOEHHOCTH H3-
3a TMOSABJICHHUA HOBBIX BbBICOKOPE3UCTCHTHBIX IITaAMMOB
MHKOGaKTepHii,'!  lleNIeHATIPABIICHHBIH CHHTE3  HOBBIX
IIPOMU3BOJIHBIX MMUPHUJIWHA, B TOM YHCJIIC coJeit MMUPUINHAA,
" HUCCIICJOBAHHUEC HUX aHTHMHKO6aKTepHaJ’[BHOﬁ AKTUBHOCTH
SABJISAIOTCS ITEPCIIEKTUBHBIMU.

W3BecTHO, YTO COEOMHEHUS, CoAepKamue KapOaMmom-
METHICYTb(OHMIBHBIN (pParMeHT, B YaCTHOCTH H-OKTHII-
cynb(hoHMWIAeTaMuI, O00JaJal0T aHTUMHKOOAKTEPHAIh-
HBIMH CBOﬁCTBaMH, HEC OKasbIBas IIPpU 3TOM aHTI/IMI/IKpO6-
HOIO JEHCTBUS Ha [pyrue MI/IKpoopraHI/IBMBI.12’14 Ot
COCIMHCHUA ObLIH CUHTC3UPOBAHbI KaK IMOTCHIHUAJIbHBIC
WHTUOUTOPHI -KETOAIMIICHHTA3El — (hepMeHTa OMOCHHTE3a
XHUPHBIX KUCIOT B MUKoOakTepusax. Panee Mpl coobmani o
cuHTe3e oOoO0Jamalmux TyOepKYJIOCTATHUECKOH aKTUB-
HOCTBIO HM3O0IMAHYPATHBIX MNPOU3BOIHBIX, COJACPKAIINUX B
N-anKWIpHBIX MEMsX TePMHHAIbHBIE KapaOaMOMWIMETHII-
cynb(onmtbEble GparmMentsr. ' MBI Mpe/ImonoKumm, 4To
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Cxema 1
NH NH HoN NH
o} MeOH, rt, 8 h (o) o O
3 4a—c 62—87% Sa—c 6
H>0,, AcOH
52-779
A’l 50-60°C, 20 h
(@)
N o) AN NH
N n MeCN =z 2
[J + Hal/(ﬁ)n\s/\n/NHz R—/\|N Y
o Pl aasen Koo o
R Hal

Ta—g

2a—c 1a-o0

2,5an=2Hal=Cl;bn=3,Hal=Cl;cn=5Hal=Br;4,6n=2,3,5
7aR=H,bR=4-NH,, c R=2-NH,, d R = 3-COOMe, e R=3-CONHj,, f R = 3-CONHNH,, g R = 4-CONHNH,

3aMEHa H30LMAaHypaTHOro (parMeHTa Ha MHPUIUHOBBIN
MOXET MPUBECTH K HOBBIM COCIWHEHUSIM C IIHPOKAM
CHEKTPOM aHTUMHUKPOOHOW aKTHBHOCTH, B TOM YHCIIE IIO
OTHOIICHMIO K MHUKOOakTepusiM TyOepKyneza. B Hacrosimei
paboTe MBI CHHTE3UpOBAIM psif coneld mupuanaus 1, comep-
KalWX B N-aJIKIIBHON Ienn KapOaMOMIMETHICYTb(OHMIb-
HBIA (pparMeHT, ¢ BappHPyEMBIMU JUTMHON N-METHIICHOBOM
LIETN ¥ 3aMECTUTEIIIMH B IUPUANHOBOM IIHKJIE.

Jns cunte3a coequHeHui! 1 KIIOUEBBIMU HCXOIHBIMHU
SIBISIFOTCSL aMUIBl ((-TAJIOTCHAIKII)CYIb(OHMITYKCYCHON
KHCJIOTBI 2, KOTOpPBIE MBI HOJy4aldl B3aHMMOJCHCTBHEM
aMHIa THOTJIHMKOJIEBOH KHCIOTHI (3) C 0,0-IUrajgoreH-
alkaHaM#u 4a—C C TIOCIEIYIOIINM OKHCICHHEM 00pasyro-
OIMXCS  O-TaJOTCHANKIICYIbPUIOB Sa—c (cxema 1). B
peaknusaxX aJKWIMpoBaHWS THoriaukonamuga (3) oOpa-
3yeTcsl 3HAYUTENIBHOE KOJNYECTBO 0,-Ouc(kapbamoni-
MeTHICY Tb(anmn)ankanoB 6, Bo m3bexaHne MX 06pazo-
BaHWA HEOOXOAMMO WCIIOIb30BaTh OOJIBIION H30BITOK
0L, ®-UTanoreHankanoB 4a—c. Clenyer Takke OTMETHTH,
YTO TMpPEBBIIICHHE ONTHMAaJbHOW TEMIEpaTypbl PEeaKLIUH
IIPU OKWCIICHUH M-TaJOTEHCYJIb(PHUIOB Sa—€ 3HAYUTEIHHO
CHIDKAET BBIXOIBI CyIb()OHOB 2a—C.

CynbdonmnaneramMusl 2a—¢ BBOAWINCH B PEAKIUH C
Pa3IMYHBIMH TIPOM3BOAHBIMH NHPUANHA 7a—g, B PE3yib-
TaTe 4ero MOJy4eH psf coneil mupuauans la—o (Tadm. 1).
Kak n ciepoBano oxujaare, alKWINPYIOIIas CHOCOOHOCTh
O-XJIOPATIKWICYJIH(OHOB 2a—€ B PEakUUU C MUPUIAHOM
PE3KO IajaeT ¢ yBEINYEHHEM YHCIIa METHIICHOBBIX TPYIIIT C
2 nmo 3 W BO3pacTaeT IpU 3aMEHE aToMa XJIOpa Ha aToM
Oopoma. Tak, mpu kumstdeHHH mmpuauHa (7a) U 3-XJ0p-
nporwicyibdona 2b B aueroHuTpmie B TedeHue 39 u
BbIXOJ conu nupuauHus 1b cocraBun Bcero 8%, Toraa kaxk
B QHAJIOTHYHOU PEaKIUH C 2-XJIOPITHICYIHPOHOM 2a yxKe
yepe3 4 4 BbIXOA conu nupuauHusa la cocraBun 45%, a B
peaknuu ¢ S-OpommneHtmiacynspoHoM 2¢ ueped 11 u
coeanHeHue 1¢ mosrydeHo ¢ BbixoaoM 59%.

AmuHOnupuavHel 7b,¢ aNKHUIUPYHOTCS 1O KOIBLEBOMY
aToMy a3ota, 00pasyst KPUCTAJUTMUECKHE COJIU C XOPOLINMHU
Beixomamu (tabm. 1). Ilpu B3aumoneiicTBrM 4-aMUHOMETHII-
mupuguaa (7h) ¢ 2-xmopatwicyiabpoHOM 2a COOTBET-
CTBYIOIIAsi COJIb MTUPUIUHUS HE 00pa3yeTcsi, a MPOUCXOANUT
y’Ke Ipy KOMHATHOH Temrepatype snumuanpoBanne HCI ¢
o0pazoBanueM 2-(BUHWICYIb(hoHMI)aneTamuza (8) (cxema 2).

Hanmmune xapOOHMIBHBIX 3JIEKTPOHOAKLENTOPHBIX 3aMec-
TUTEJIEH NPH NMUPUAMHOBOM LIMKIIE 3aTPYAHSET KBATEPHH-
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Tabauuna 1. CTpyKTypHI, BBIXOJBI U TyOepKyIOCTaTHIECKAS
aKTHUBHOCTb NMPUIMHHUEBBIX cosel 1a—0

Bpems

la H 2 Cl 4 45 6.2
1b H 3 Cl 39 8 12.5
1c H 5 Br 11 59 12.5
1d 4-NH, 2 Cl 4 96 12.5
le 4-NH, 3 Cl 10 16 12.5
1f 4-NH, 5 Br 10 81 12.5
1g 2-NH, 2 5 89 12.5
1h 2-NH, 5 Br 12 67  He ompeneneno
1i 3-COOMe 5 Br 18 39  He ompeneneHo
1j 3-C(ONH, 2 Cl 17 37 3.1
1k 3-C(ONH, 5 Br 18 42 12.5
11 3-C(O)NHNH, 2 (I 22 50 12.5
Im  3-C(ONHNH, 5 Br 22 52 1.5
In 4-C(ONHNH, 2 (I 22 32 1.5
1o 4-C(ONHNH, 5 Br 21 43 12.5
Wzonnasug 4-CONHNH, - - 0.1
(7g)
Cxema 2
2a + HoN — N MeCN
\ rt, 15 min
7h 93%
O O
el O N N \ NHC
o 2
8

3amMI0 KOJIBIEBOTO aToMa N, IpH KUISTYCHHH W30HHA3HIA
(7g) ¢ 2-xmopatuicynbpoHoMm 2a B TedeHHE 22 U9 BBIXOJ
comu 1n cocraBui Bcero 32 % (tabm. 1).

CoeauHenne 1In monydaiaw Takke ajlbTepHATHBHBIM
croco0oM — B3aMMOACHCTBHEM BUHIICYIb(oHa 8 ¢ M30HU-
a3uoM (7€) B IPHCYTCTBUH COJISIHOM KHCITOTHI® (cxema 3),
B OTHUX YCJIOBHSX TMPH 3HAYATCIHHOM YMCHBIICHHU
BpEMEHH PEAKITNH (10 5 9) BBIXOJ MAPUINHUEBOH comu 1n
cocraBui 56%.
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Cxema 3 o
Q9 HCI
H->C. S + N —_— >
2 g N NHNH2 “EioH, H0
8 7g A, 5h
56%
ICI) (0]
@
\N/\/ﬁ\)LNHZ
—_— (0]
o) = CI@
NHNH, 1n

Bce nomydennsie comu mupunuamst 1, kpome comm 1i, mpern-
CTaBILTIOT COOOH KPUCTAILIBI, XOPOIIIO PACTBOPHMBIE B BOZIE.

BbI1 mpoBeneH CKPHHHHT aHTHTYOEPKYJIE3HOW aKTHB-
HOCTH in Vitro CHHTE3UPOBAaHHBIX coenuHeHHN la—g,j—o B
OTHOWIEHWH JaboparopHoro 1mTamma M. tuberculosis
H37Rv (tabn. 1). Bce uccnemoBaHHBIC NTUPUIMHHACBBIC
CONMM TPOSIBUIM TyOEpKyJIOCTaTHYECKYI0O AaKTUBHOCTB,
sHageHnss MUK Bapeupytorcs ot 1.5 mo 12.5 Mxr/mi.
IIpexxne Bcero cieayer OTMETUTH CHIDKEHHE TyOepKyIo-
CTaTHYECKOI aKTHBHOCTH NMHPHAWHHUEBHIX conell 1m,0, 1o
cpaBHeHMIO ¢ m3oHUasuAoM (7g). Ilpun Hammauu P-kapOa-
MOWJIMETWICYIb()OHMIBHON TPYNITBl B N-aJIKUIBHOW IETTH
NUpUIMHKEBBIE comu  1a,j,n  mposBUiIM  TyOepKyio-
CTaTHUYECKYIO0 aKTUBHOCTH cO 3HaueHusimMu MUK 6.2, 3.1 u
1.5 MKI/MJI COOTBETCTBEHHO. YBEIHUYCHHUE AJIMHBI METHIIC-
HOBOM LeNMM MpHUBENO K CHWXeHHIo 3HaueHuss MUK no
12.5 mxr/mn (coequaenus 1b,c.k,0, Tabn. 1). OgHako npu
HaJlMYUH B . Mema-TIOJNIOKCHUN TMPUAWHUEBOTO IHKJIA
THAPa3HIHOTO 3aMECTHTENS HaOJII01anach IPOTHBOIIOIOXK-
Hasl TEeHICHIMA, a UMEHHO BO3PACTaHHE aKTHBHOCTH TPH
YBEJIMUYESHUH JJTMHBI METHJICHOBOTO cnelicepa: st coin 11
¢ aByMms MertuieHoBbiMU rpynnamMu MUK  cocraBuna
12.5 Mxr/ma, a mig conmd 1m ¢ OATBIO METHJIEHOBBIMU
rpymmamu — 1.5 Mxr/mi. Hanmudne aMHHOTPYIIIBI B TTHPH-
JVHUEBOM LIMKJIC CIIOCOOCTBOBAIO YBEIMUCHUIO 3HAYCHUI
MUK no 12.5 mkr/mn y coenuaernit 1d,g, o cpaBHEHHIO C
coeanHeHHEeM la, conepkalliM He3aMeIleHHBIH IHpPHUAN-
HueBslit pparmenT (MUK 6.2 mxr/mi). Hanmnane amumHOTO
WIN TUAPA3HIHOTO 3aMECTUTEINS B MTUPUIMHUEBOM IIMKJIIE B
LIEJIOM CIOCOOCTBOBAJIO YBEIMUCHUIO TyOEpKyJocTaTnye-
CKOM aKTHBHOCTH COOTBETCTBYIOIIMX COCTMHEHUH (Tabm. 1).
MaxkcumanpHyto akTHBHOCTh ¢ MUK 1.5 MKr/™Mi1 iposiBuin
coeanHeHus: 1m,n, cozepXamye THUAPa3UAHBIE 3aMECTH-
TEJIN TP THPUIMHUEBOM IHKIIC.

TakuM 00pa3oM, HaAMHU TIOJyYeHBI HOBBIE NMUPUIWHHE-
BbIE COEAMHEHUs, COJEpKallie B KadecTBe (hapMaxo-
¢opHoro ¢dparmeHTa KapOAMOMIMETHICYJIHQOHMIBHYIO
rpymniy B N-aJIKWIIBHOH 1IeNH U MPOSIBIISIOINE TyOepKyIo-
CTaTHYECKYI0 aKTUBHOCTb B OTHOIICHWM MHUKOOAaKTepuit
Tyoepkynesa H37Rv ¢ MUK 1.5-12.5 mMkr/ma. AKTHB-
HOCTH TIOJIy4€HHBIX COCAMHEHHH 3aBHCHUT KaK OT JUIMHEI
METWJICHOBOTO cCIieiicepa, Tak M OT 3aMecTHTeNneil B
MTUPUITHUEBOM LUKIIE.

BKCHepl/IMeHTaJ'l])HaSI 4yacThb

Crnextpel SIMP 'H u "C 3amucams Ha crekrpomerpe
Bruker Avance-600 (600 u 150 MI't COOTBETCTBEHHO) HIIH
Bruker MSL-400 (400 u 100 MI'nm COOTBETCTBEHHO) B

870

JAMCO-ds, Baytpennuii crangapt TMC. Ilpu oTHeceHnH
curHanos crektpa SMP  °C  mcrons3oBaHbl J1aHHBIC
CIIEKTPOB M3BECTHBIX POJCTBEHHBIX coexuuenmil.'’ Macc-
cnextpsl MALDI-TOF 3apeructpupoBansl Ha mnpuOope
Ultraflex III (Bruker), meTanmnmndeckass MUIIEHb, MATPHLIA —
N-HUTPOAHWIIMH; YCJIOBHS PETHCTPAIld Macc-CIeKTpa:
nmazep Nd:YAG, A 355 HM, TUHEHHBIH pexuM 0e3 HaKoI-
nernst Macc-criektpoB. Conepxanne C, H, N ompeneneno
Ha aHammarope CHN-3, ranorenoB — mo meroxny lllennrepa,
Cepsl — TNHPOJIU30M B TOKE Kuciopoma. Temmeparypsl
IUIABJICHHUS OIPEACIEHBl Ha HAarpeBaTEelIbHOM CTOJHKE
Boetius.

Hoayyenue 2-[(®-rajoreHajxkui)cyiabpanuijamer-
amuoB Sa—c (oOmas meronmka). K merwnary Hatpws,
nonygerHomy u3 2.3 T (0.1 moms) HaTpus B 100 mx MeOH,
npukansBaoT pactBop 9 r (0.1 Monp) ammoa MepkanTo-
ykcycHo# kucnotel (3) B 100 mn MeOH. IlomyueHnsrit
pacTBOp THOJATa MEIJICHHO IPHUKAIbBIBAIOT B KOJIOY C
0.2 Monp o,0-gUrajoreHaikaHa 4a—c, NOLIEPKUBas
temreparypy 15-20 °C, mepemelminBaioT B TeueHue 8§ 4,
GUIBTPYIOT OT Oocajka, GUIBTPAT YMApPHUBAIOT NP MOHU-
skeHHOM JasneHnd. K ocratky mo6asmsror 100 mu EtOAc,
yepe3 CyTKH (HUIbTPYyIOT U QHIIBTPAT yIapuBaroT.

2-[(Xnopatun)cyabpanni]aneramun (5a)>° monyuaror
u3 1-Opom-2-xnopatana (4a). Bexon 9.5 t (62%), rycroe
MPO3pavyHOe Macllo, KPHCTAJUIM3YIOUIeeCs] MpPU CTOSHHH,
1. 1. 6061 °C (Et,0). Criekrp SIMP 'H (400 MI'n), &, m. 1.
(/, Tm): 2.94 (2H, 1, J = 7.6, CH,S); 3.13 (2H, c, CH,CO);
3.78 (2H, 1, J = 7.6, CH,Cl); 7.03 (1H, c) u 7.46 (1H, c,
NH,). Haiineno, %: C 31.22; H 5.18; Cl 23.06; N 9.08;
S 20.83. C4HCINOS. Bsruucineno, %: C 31.27; H 5.25;
C123.08; N 9.12; S 20.87.

2-[(3-Xunopnponui)cyabpanuialaneramug (Sb) nomy-
qatoT w3 1-Opom-3-xmopmpomana (4b). Bexog 11.7 T
(70%), rycroe mpo3padyHOE Macio, KPHCTaJUIU3YIOIIeecs
npu crosuun, T. wi. 68—69 °C (Et,0). Crextp SIMP 'H
(400 MI'm), 6, m. 1. (J, Tm): 1.97-2.01 (2H, m, CH;); 2.68
(2H, 1, J = 7.1, CH,S); 3.07 (2H, ¢, CH,CO); 3.71 (2H, T,
J = 6.4, CH,Cl); 698 (1H, c) u 742 (1H, c, NH,).
Haiineno, %: C 35.78; H 5.97; CI 21.08; N 8.32; S 19.10.
CsH;(CINOS. Brruncneno, %: C 35.82; H 6.01; Cl1 21.15;
N 8.35; S 19.13.

2-[(5-bpomnentua)cyabpannialageramun (5¢) nomy-
qaroT u3 1,5-mubpommenrana (4¢). Bexon 20.9 r (87%),
TyCTO€ MPO3pavyHOe MACIIO, KPUCTAIUIM3YIOLIEeCs IPU CTOsI-
uum, T. 1. 83-84 °C (Et,0). Criextp SIMP 'H (400 MI'n),
S, M. 1. (J, T'm): 1.43-1.49 (2H, M, CHy); 1.53-1.60 (2H, ™,
CH,); 1.77-1.84 (2H, M, CH,); 2.56 (2H, 1, J = 7.2, CH,S);
3.05 (2H, ¢, CH,CO); 3.53 (2H, 1, J = 6.7, CH,Br); 6.97
(1H, ¢) u 7.39 (1H, ¢, NH,). Haiineno, %: C 34.98; H 5.82;
Br 33.21; N 5.79; S 13.30. C;H4BrNOS. Brruncieno, %:
C 35.01; H 5.88; Br 33.27; N 5.83; S 13.35.

Moanyyenue 2-[(m-rajoreHajkuj)cyiabpoHuajamer-
amuaoB 2a—c (obmas meroauka). K pactsopy 0.05 momb
2-[(o-ramorenankuin)cyinbhanmi|aneramuaa Sa—c B 100 v
JEeISHOW YKCYCHOM KHUCIOTHl MNpHKanbBaroT 12.3 Ma
(0.12 monp) 35% H,0, takum o0pazom, 4TOOBI TeMmIe-
paTypa peakHMOHHON cMecu He npesbimana 60 °C, Harpe-
BatoT npu 55-60 °C B Teuenue 20 u. Oxjaxnjarwor,
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(WIBTPYIOT, YIApUBAIOT MPH TMOHIDKCHHOM IaBIICHUH (HE
nocyxa). K ocratky mo6asmstor 100 mm cmecu Et,O—
MeOH, 10:1, ocagok pacTHparT U OTQIIBTPOBHIBAIOT.

2-[(2-XaopaTra)cyabdonmi]aneramun  (2a)’' momy-
garoT 13 9.27 1 (0.06 mMonp) 2-[(2-x0p3TII)CYNIBGhaHMI |-
aneramuza (Sa). Bexon 8.17 r (73%), Oenble KpUCTAILIBL,
1. mn. 126-127 °C. Cnektp SIMP 'H (600 MI'n), 3, m. 1.
(/, Tm): 3.81 2H, T, J= 7.1, CH,S0,); 3.97 2H, 1, J="T7.1,
CH,Cl); 4.12 (2H, c, CH,CO); 7.50 (1H, ¢) u 7.77 (1H, c,
NH,). Criextp SIMP °C (150 MI'), 8, M. 1.: 36.6 (CICH,);
552 (CH,S0,); 59.1 (SO,CH,CO); 164.1 (C=0).
Haiineno, %: C 25.83; H 4.31; C1 19.06; N 7.52; S 17.28.
C4HgCINO;S. Boruuciaeno, %: C 25.88; H 4.34; CI 19.10;
N 7.55; S 17.27.

2-[(3-Xuiopnponui)cyiabsponuialaneramug (2b) moury-
gatoT m3 8.38 1 (0.05 momp) 2-[(3-xmopnponmm)cynbhaHi]-
areramuna (5b). Bexon 5.14 t (52%), Oenble KpUCTAIUIBL,
1. . 114-115 °C. Cnexrp SIMP 'q (400 MTI'm), o, m. .
(/, Tm): 2.15-2.22 2H, m, CHy); 342 2H, 1, J = 7.7,
CH,S0y); 3.77 (2H, 1, J = 6.5, CH,Cl); 4.07 (2H, ¢, CH,CO);
7.45 (1H, ¢) u 7.74 (1H, ¢, NH,). Cnektp SIMP "°C
(100 MI'm), 8, m. m.: 21.2 (CHp); 35.7 (CICHp); 52.5
(CH,S0,); 58.2 (SO,CH,CO); 163.8 (C=0). Hatinerno, %:
C 30.02; H4.98; C1 17.67; N 6.92; S 16.02. CsH;(CINO;S.
Brruncneno, %: C 30.08; H 5.05; Cl 17.76; N 7.02;
S 16.06.

2-[(5-bpomnentua)cyiabdonni]aneramun (2¢) nomy-
qatoT 13 8.14 1 (0.033 mois) 2-[(5-OpomrieHTH)CyTbhaH|-
aneramuna (Sc). Berxox 7.11 1 (77%), Genbie KpUCTAIIIBL,
1. . 112-113 °C. Cnexrp SAMP 'q (400 MTI'm), o, M. .
(/, Tm): 1.48-1.55 (2H, M, CH,); 1.70-1.78 (2H, m, CH,);
1.81-1.88 (2H, m, CH,); 3.28 (2H, 1, J = 7.9, CH,S0,);
3.54 (2H, T, J = 6.7, CH,Br); 4.00 (2H, ¢, CH,CO); 7.43
(1H, ¢) u 7.72 (1H, ¢, NH,). Criextp SIMP "*C (100 MI'n),
5, M. 1.: 20.8 (CHy); 26.8 (CHy); 32.1 (CHy); 35.1 (CHy);
52.8 (CH,S0,); 58.2 (SO,CH,CO); 164.2 (C=0).
Haiineno, %: C 30.82; H 5.14; Br 29.28; N 5.09; S 11.73.
C;H4BrNO;S. Breruucaeno, %: C 30.89; H 5.18; Br 29.36;
N 5.15; S 11.78.

Honyyenue rajgoreHuaoB 1-[m-(kapéamonameruni-
cyasponmn)aakmwi|mupuauans 1a—o (00mas MeToauKa).
OKBIMOJIIPHBIE KOJIMYECTBA 2-[((®-TaloreH3THI)CYIb(OHIT |-
areramuzia 2a—¢ W napuauHa (7a) WIKM ero MpH3BOJHOTO
7b—g xumsarar B 40-50 M 6e3BomgHoro MeCN B TeueHme
4-36 4. BrmaBmmii ocagok GHUILTPYIOT, HPOMBIBAIOT
6e3BoaubIM MeCN.

Xuopua  1-[2-(kapOamMomiiMeTHICY IbGOHNT)ITHI|-
nupuanana  (1a) nomyuwator u3 0.43 1 (5.5 ™MMmous)
mupuauaa (7a) u 1.02 1 (5.5 Mmous) 2-[(2-x50paTHI)-
cyibhoHm]aneramuna (2a), Bpemst KumstaeHus 4 4. Berxon
0.65 r (45%), Oemple kpucrayuipl, T. Wi 197-199 °C.
Conekrp SAMP 'H (600 MI'm), 6, m. a. (J, Tm): 4.19 (2H, T,
J = 6.4, CH,S0,); 432 (2H, ¢, CH,CO); 5.21 (2H, T,
J = 6.4, CH,N"); 7.56 (1H, c) u 7.98 (1H, c, NH,); 8.20
(2H, 1, J = 7.2, H-3,5 Py); 8.65 (1H, T, J = 7.7, H-4 Py);
9.21 (2H, 1, J = 5.6, H-2,6 Py). Criextp SIMP *C (100 MI'1y),
5, M. 1.: 53.0 (CH,S0,); 54.2 (SO,CH,CO); 58.9 (CH,N");
128.3 (C-3,5 Py); 146.0 (C-4 Py); 146.8 (C-2,6 Py); 163.9
(C=0). Macc-criextp, m/z: 229 [M—~Cl]". Haiineno, %: C 40.72; H
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4.89; Cl 13.32; N 10.54; S 12.01. CyH;3CIN,OsS.
Brruncaeno, %: C 40.83; H 4.95; ClI 13.39; N 10.58;
S 12.11.

Xaopua 1-[3-(kap0aMonaMeTHIICYIb(OHUT)IPONUJI]-
nupuanaus  (1b) momywator w3 0.4 1 (5.0 MMoub)
mupuauaa (7a) u 1.0 v (5.0 mmons) 2-[(3-xsopnponui)-
cynbponmn]aneramuna (2b), Bpems kumsiuenust 40 4.
Bexon 0.11 r (8%), cBeTI0-KOPUYHEBBIE KPUCTAUIBI, T. ILL
200-201 °C. Cnextp AMP 'H (600 MI'm), 8, m. 1. (J, T'):
2.43-2.47 (2H, m, CHy); 3.40 (2H, 1, J = 7.3, CH,S0,);
4.12 (2H, ¢, CH,CO); 4.78 (2H, 1, J = 7.3, CH,N"); 7.46
(1H, ¢) u 7.95 (1H, ¢, NH,); 8.18 (2H, 1, J = 7.1, H-3,5 Py);
8.63 (1H, 1, J="7.9, H-4 Py); 9.15 (2H, n, J= 5.9, H-2,6 Py).
Cnextp SIMP C (150 MI'n), 8, m. a.: 23.5 (CH,); 50.4
(CH,S0,); 53.4 (SO,CH,CO); 59.7 (CH,N"); 1284
(C-3,5 Py); 145.5 (C-4 Py); 146.3 (C-2,6 Py); 164.1 (C=0).
Macc-cniextp, m/z: 243 [M—Cl]". Haiineno, %: C 42.93;
H 5.38; Cl 12.65; N 10.02; S 11.41. C;oH;sCIN,OsS.
Brmuucaeno, %: C 43.09; H 5.42; Cl 12.72; N 10.05;
S 11.50.

Bpomun 1-[S-(kap0aMonaMeTHIICY/Ib(OHUT)IEHTHII]-
mupuaudust (l¢) momywgaror w3 04 r (5.0 mMmonb)
nupuauna (7a) u 1.36 r (5.0 mmonb) 2-[(5-OpoMneHTHII)-
cynbponmn]aneramuna (2¢), Bpems kumsuyeHus 11 4.
Beixozn 1.04 r (59%), Genble kpuctamibl, T. 1. 129—-130 °C.
Crextp SIMP 'H (400 MI'n), 8, M. a. (J, I'm): 1.39-1.46
(2H, m, CH,); 1.74-1.81 (2H, m, CH,); 1.94-2.01 (2H, ™,
CH,); 3.27 (2H, T, J = 7.9, CH,50,); 4.02 (2H, ¢, CH,CO);
4.65 2H, 1, J = 7.4, CH,N"); 7.44 (1H) u 7.78 (1H, c,
NH,); 8.18 2H, 1, J= 7.1, H-3,5 Py); 8.62 (1H, 1, /= 7.8,
H-4 Py); 9.13 (2H, 1, J = 5.7, H-2,6 Py). Cnextp SIMP "°C
(150 MI'w), 8, m. a.: 21.1 (CHyp); 24.6 (CH,); 30.6 (CH,);
52.8 (CH,S0,); 58.3 (SO,CH,CO); 60.8 (CH,N"); 128.6
(C-3,5 Py); 145.3 (C-4 Py); 146.0 (C-2,6 Py); 164.3 (C=0).
Macc-criextp, m/z: 271 [M—-Br]". Haiizeno, %: C 40.97;
Brruncineno, %: C 41.03; H 5.45; Br 22.75; N 7.98;
S 9.13.

Xaopua 4-amuHo-1-[2-(kap6amMonaMeTHICYIb(OHMIT)-
srua|mupuaunus (1d) nmomyqator u3 0.47 r (5.0 mmoIb)
4-amunonupuauHa (7b) u 0.93 r (5.0 mmons) 2-[(2-x510p-
sTrn)cyabhonmianeramuaa (2a), BpeMsi KUMSYeHUs 4 d.
Beixox 1.32 r (95%), Genbie kpuctamisl, T. wi. 208-209 °C.
Crextp SIMP 'H (600 MI'n), 8, M. 1. (J, T'w): 3.94 (2H, T,
J = 6.2, CH,S0,); 422 (2H, ¢, CH,CO); 4.66 (2H, T,
J=6.2,CH,N"); 6.85 2H, 1, J = 7.1, H-3,5 Py); 7.53 (1H,
c)u7.92 (1H, ¢, NH,); 8.22 (2H, x, J= 7.1, H-2,6 Py); 8.29
(2H, ¢, 4-NH, Py). Cnextp SIMP °C (100 MI'w), 8, M. a.:
50.4 (CH,S0,); 53.0 (SO,CH,CO); 58.9 (CH,N"); 109.7
(C-3,5 Py); 143.7 (C-2,6 Py); 159.4 (C-1 Py); 164.0 (C=0).
Macc-criextp, m/z: 244 [M—Cl]". Haiineno, %: C 38.61;
H 4.98; Cl 12.63; N 14.97; S 11.41. CoH;4CIN;0;S.
Brruucneno, %: C 38.64; H 5.04; Cl 12.67; N 15.02;
S 11.46.

Xaopua 4-amuHo-1-[3-(kap6aMouIMeTWICYJIHL(POHMIT)-
nponua|nupununus (le) momywator m3 0.47 t (5.0 MMoIIB)
4-amunonupuauHa (7b) u 1.0 T (5.0 mmoms) 2-[(3-x510p-
nponmi)cynbhormi|aneraMmuaa (2b), Bpems KHIIAYEHHS
10 4. Berxon 0.24 r (16%), 6enbie kpucTaywisl, T. i, 213—
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214 °C. Crekrp SIMP 'H (600 MI'n), 8, m. 1. (J, ['m): 2.22—
2.26 (2H, M, CH,); 3.33 (2H, 1, J = 7.9, CH,S0,); 4.11
(2H, ¢, CH,CO); 4.26 2H, 1, J = 7.1, CH,N"); 6.89 (2H, 1,
J=6.5, H-3,5 Py); 7.46 (1H, c) u 7.92 (1H, c, NH,); 8.20
(2H, n, J = 6.5, H-2,6 Py); 8.34 (2H, ym. ¢, 4-NH, Py).
Cnextp SIMP C (150 MI'), 8, M. x.: 23.4 (CH,); 49.9
(CH,S80,); 55.6 (SO,CH,CO); 58.3 (CH,N"); 110.0
(C-3,5 Py); 143.3 (C-2,6 Py); 159.3 (C-1 Py); 164.2 (C=0).
Macc-cnextp, m/z: 258 [M—CI]". Haiigeno, %: C 40.85;
Brruucneno, %: C 40.88; H 5.49; C112.07; N 14.30; S 10.92.

Bpomnp 4-amuno-1-[5-(kap6éaMonaMeTHICY IbGOHMII)-
neHTwi|nupuaunus (1f) noyuator u3z 0.47 r (5.0 mmois)
4-amunonupuauHa (7b) u 1.36 t (5.0 Mmmons) 2-[(5-Opom-
neHTwI)cyIb(onmwI|aneramusa (2¢), Bpemst kursdeHust 10 .
Beixon 1.48 1 (81%), 6exxeBbie kpucTaiuisl, T. . 180—182 °C.
Crextp SIMP 'H (600 MI'), 5, M. a. (J, T'm): 1.33-1.40
(2H, m, CH,); 1.71-1.82 (4H, m, CH,); 3.28 2H, T, J = 7.8,
CH,S0,); 4.01 (2H, ¢, CH,CO); 4.14 2H, 1, J = 7.2,
CH,N"); 6.85 (2H, n, J = 7.4, H-3,5 Py); 7.43 (IH, ¢) u
7.77 (1H, ¢, NHy); 8.10 (2H, c, 4-NH, Py); 8.21 (2H, n,
J = 1.4, H-2,6 Py). Crextp SIMP "*C (150 MI'n), &, m. 1.:
21.1 (CH,); 24.6 (CH,); 30.0 (CH,); 52.8 (CH,S0y); 57.2
(SO,CH,CO); 58.3 (CH,N"); 109.9 (C-3,5 Py); 143.3
(C-2,6 Py); 159.1 (C-1 Py); 164.3 (C=0). Macc-criektp, m/z:
286 [M-Br]". Haiineno, %: C 39.30; H 5.48; Br 21.77;
N 11.42; S 8.73. C,H,BrN3;O3S. Brruucieno, %: C 39.35;
H 5.50; Br21.81; N 11.47; S 8.75.

Xnopua 2-amuHo-1-[2-(kap6aMonaMeTHIICYIb(OHMIT)-
srua|mupuannus (1g) momyqaror u3 0.44 r (4.6 MMoIIB)
2-amunonupuauHa (7¢) u 0.86 r (4.6 MMoub) 2-[(2-x50p-
stun)cynshonuilaneramuaa (2a), BpeMsi KHUISYCHHUS 5 d.
Bexon 1.12 1 (89%), 6emsle kpuctamisl, T. wi. 212-213 °C.
Crextp SIMP 'H (600 MT'), &, m. a. (J, T'm): 3.90 (2H, T,
J = 6.2, CH,S0O,); 4.28 (2H, ¢, CH,CO); 4.71 (2H, T,
J=6.2,CH,N"; 6.90 (1H, 1, J = 6.7, H-5 Py); 7.12 (1H, 1,
J =9.0, H-3 Py); 7.61 (1H, c, NH,); 7.96 (1H, c) u 7.88
(1H, 1, J= 7.8, H-4 Py); 8.06 (1H, n, J= 5.7, H-2 Py); 8.73
(2H, ym. ¢, 2-NH, Py). Criekrp SIMP °C (150 MI'), §, m. .:
47.1 (CH,S0,); 50.1 (SO,CH,CO); 59.0 (CH,N"); 113.0
(C-3 Py); 115.4 (C-5 Py); 141.2 (C-4 Py); 143.1 (C-6 Py);
154.5 (C-2 Py); 164.4 (C=0). Macc-cuiektp, m/z: 244
[M—CI]". Haitneno, %: C 38.60; H 5.02; C1 12.64; N 14.98;
S 11.41. CoH4CIN3O5S. Breruucieno, %: C 38.64; H 5.04;
Cl 12.67; N 15.02; S 11.46.

Bpomun 2-amuno-1-[5-(kap6aMonaMeTuIcyabGoOHMI)-
neHTwi|nupuauansa (1h) nomygaror u3 0.37 r (4.0 MMoITB)
2-amuHonpuauHa (7¢) u 1.09 r (5.0 mmons) 2-[(5-6pom-
neHTwn)cynbGoHmI|aneramuna (2¢), BpeMsl KHUIISTYSHUS
12 4. Bexop 1.46 1 (67%), OGexeBble KpUCTAIIIBL, T. 1. 169—
170 °C. Cnextp SIMP 'H (600 MI'w), 8, m. 1. (J, T): 1.44—
1.49 (2H, M, CHy); 1.71-1.79 (4H, m, CHp); 3.29 (2H, 1,
J=1.8, CH,S0,); 4.01 (2H, ¢, CH,CO); 4.16 2H, 1, J =74,
CH,N"); 6.92 (1H, 1, J= 6.2, H-5 Py); 7.07 (1H, 1, J = 8.2,
H-3 Py); 7.43 (1H, ¢) u 7.75 (1H, ¢, NH,); 7.87 (1H, T,
J =14, H-4 Py); 8.08 (1H, n, J = 6.7, H-2 Py); 8.45 (2H,
yur. ¢, 2-NH, Py). Criekrp SIMP °C (150 MI'n), §, M. 1.
21.3 (CH,); 24.8 (CH,); 27.3 (CH,); 52.8 (CH,S0y); 53.2
(SO,CH,CO); 58.3 (CH,N"); 113.5 (C-3 Py); 115.4 (C-5 Py);
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140.5 (C-4 Py); 142.7 (C-6 Py); 154.1 (C-2 Py); 164.3
(C=0). Macc-cnextp, m/z: 286 [M-Br]". Haiineno, %:
C 39.32; H 5.44; Br 21.78; N 11.45; S 8.72. C;;H,0BrN;O;S.
Brruucneno, %: C 39.35; H 5.50; Br 21.81; N 11.47,
S 8.75.

Bpomua  1-[5-(xap6amonnmeTniicy1b(GOHII)IeHTHI |-
3-(meroxcuxapoonuT)mupuaunus (1i) nomyuaror u3z 0.55 r
(4.0 MMosb) MeTHIIOBOTO 3(Mpa HUKOTUHOBOM KHCIIOTHI
(7d) 1 1.09 r (4.0 mmoutp) 2-[(5-OpommeHTHIT)CYIbYOHMIT]-
anerampza (2c¢), Bpems kunsueHus 18 u. PeakiuoHHYyIO
cMech QUIBTPYIOT, QUIIBTPAT ynapuBaroT, OCTATOK IPOMBI-
BatoT 20 mi aneroHa u 20 ma MeOH, cymar npu noHu-
>keHHOM JnaBieHuu. Boixong 0.64 r (39%), xenroe mpo-
3paunoe rycroe Macio. Criextp SIMP 'H (600 MI'n), 8, M. 1.
(/, I'm): 1.43-1.46 (2H, M, CH,); 1.76-1.79 (2H, M, CH,);
1.97-2.01 (2H, m, CHy); 3.29 (2H, 1, J = 7.8, CH,S0,);
4.00 (3H, c, OCHj3;); 4.02 (2H, ¢, CH,CO); 4.74 (2H, T,
J=17.6, CH,N"); 7.42 (1H, ¢) u 7.76 (1H, ¢, NH,); 8.30
(1H, 1, J= 6.9, H-5 Py); 8.99 (1H, n, J= 8.1, H-4 Py); 9.33
(IH, n, J = 5.7, H-6 Py); 9.66 (1H, c, H-2 Py). Cnextp
SAMP C (150 MTI'n), 8, m. a.: 21.1 (CH,); 24.6 (CH,); 30.7
(CH;); 52.8 (OCHs;); 54.0 (CH,S0O,); 58.3 (SO,CH,CO);
61.3 (CH,N"); 128.9 (C-5 Py); 130.4 (C-3 Py); 145.6
(C-4 Py); 146.5 (C-2 Py); 148.5 (C-6 Py); 162.7 (COOMe);
1643 (C(O)NH,). Macc-cextp, m/z: 329 [M-Br]".
Haiineno, %: C 40.96; H 5.14; Br 19.48; N 6.80; S 7.77.
C4H,BrN,OsS. Brerancneno, %: C 41.08; H 5.17; Br 19.52;
N 6.84; S 7.83.

Xaopua 3-kap6amon-1-[2-(kapbéaMonamMeTnI-
cyabponnn)dtuwia|nupuaunus (1j) nomygaror uz 0.64 r
(5.2 mmonp) HukoTHHamuaa (7e) um 0.97 r (5.2 MMoIb)
2-[(2-xnopatui)cynbhoHu |aneramua (2a), BpeMsi KUIsiue-
Hus 17 4. Beixon 0.60 t (37%), Genble KpuCTaIUIbI, T. IUI.
188-189 °C. Crnextp SIMP 'H (400 MI'w), 8, M. a. (J, Tn):
4.24 (2H, 1, J = 6.4, CH,S0,); 4.32 (2H, c, CH,CO); 5.24 (2H,
1,J= 6.4, CH,N"); 7.57 (1H, ¢) u 7.95 (1H, ¢, CH,C(O)NH,);
8.16 (1H, c¢) u 8.69 (¢) (1H, c, C(O)NH,); 8.30 (1H, a. &,
J=8.1,J =178, H-5 Py); 9.03 (1H, 1, J = 8.2, H-4 Py);
9.31 (1H, n, J= 6.0, H-6 Py); 9.68 (1H, ¢, H-2 Py). Cnextp
AMP C (100 MTIm), 8, M. a.: 52.9 (CH,SO,); 54.6
(SO,CH,CO); 58.8 (CH,N"); 128.0 (C-5 Py); 134.0 (C-3 Py);
144.7 (C-4 Py); 146.1 (C-2 Py); 147.7 (C-6 Py); 163.2
(C(O)NH,); 163.9 (CH,C(O)NH,). Macc-cnektp, m/z: 272
[M—CI]". Haitnero, %: C 38.97; H 4.52; C1 11.46; N 13.63;
S 10.39. C;oH4CIN30,4S. Beraucneno, %: C 39.03; H 4.59;
Cl11.52; N 13.65; S 10.42.

Bpomuna 3-kapoamonJi-1-[5-(kapoamMmouIMeTHI-
cyabonnmn)nentwi|mupuauaua  (1k) momywaror w3
0.61 T (5.0 mmonp) HukoTHHaMuA (7€) u 1.36 T (5.0 MmoB)
2-[(5-6pommieHTIIT)CYMbGOHIT |arieTamuia (2¢), BpeMsl KHIls-
yenus 18 4. Berxox 0.83 1 (42%), O6enple KpuCTaILIbBI, T. LI
140-141 °C. Cnextp SIMP 'H (600 MTI'n), 3, M. . (J, T'n):
1.43-1.47 (2H, M, CH,); 1.76-1.80 (2H, M, CH;); 1.99—
2.03 (2H, M, CHy); 3.30 (2H, T, J = 7.8, CH,S0,); 4.02
(2H, ¢, CH,CO); 4.69 (2H, T, J = 7.4, CH,N"); 7.42 (1H, ¢)
u 7.77 (1H, ¢, CH,C(O)NH,); 8.14 (1H, c) u 8.57 (1H, c,
C(O)NH,); 8.28 (1H, 1, J = 7.1, H-5 Py); 8.97 (IH, &,
J=28.0, H-4 Py); 9.25 (1H, x, J= 6.2, H-6 Py); 9.55 (1H, c,
H-2 Py). Criextp SIMP "*C (100 MI'n), 8, m. a.: 21.1 (CH,);
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24.6 (CHy); 30.5 (CH,); 52.7 (CH,S0y); 58.3 (SO,CH,CO);
61.2 (CH,N"); 128.3 (C-5 Py); 134.3 (C-3 Py); 143.9
(C-4 Py); 1452 (C-2 Py); 146.8 (C-6 Py); 163.3 (C(O)NH,);
164.3 (CH,C(O)NH,). Macc-cniextp, m/z: 314 [M-Br]".
Haiineno, %: C 39.57; H 5.08; Br 20.21; N 10.62; S 8.11.
C3H0BrN;O4S.  Beruucneno, %: C 39.60; H 5.11;
Br20.27; N 10.66; S 8.13.

Xnopua 3-ruapasuHkap0oHmI-1-[2-(kapdéaMonIMeTnI-
cyabponun)arun|mupuannus (11) nonyuaror u3 0.60
(4.4 mmonb) ruapasuaa HUKOTHHOBOM Kuciothl (7f) m 0.81 T
(4.4 mmoub) 2-[(2-xnopatun)cyibdonnn]aneramuna (2a),
Bpems kunstaenust 22 4. Bexon 0.70 r (50%), xentoBaThlii
NOPOIIOK, T. 1. 227-228 °C. Criextp SIMP 'H (600 MI'n), 3,
M. 1. (J, T'm): 3.78 (2H, T, J = 5.9, CH,S0,); 3.97 (2H, T,
J= 6.0, CH,N"); 4.50 (2H, ¢, CH,CO); 7.52 (1H, ¢, C(O)NH,);
7.56-7.58 (1H, m, H-5 Py); 7.89 (1H, ¢, C(O)NH;); 8.23
(1H, n, J= 8.1, H-4 Py); 8.79 (1H, 1, J = 6.2, H-6 Py); 9.05
(1H, ¢, H-2 Py); 11.16 (1H, ¢, NHNH,). Criektp SIMP "*C
(150 MTIm), o8, m. n. (J, I'm): 47.2 (CH,SO,); 49.3
(SO,CH,CO); 56.9 (CH,NY); 124.2 (C-5 Py); 128.1 (C-3 Py);
135.9 (C-4 Py); 149.1 (C-2 Py); 153.3 (C-6 Py); 161.2
(C(O)NHNH,); 164.2 (C(O)NH,). Macc-cuektp, m/z: 287
[M—CI]". Haiineno, %: C 37.18; H 4.67; C110.93; N 17.31;
S 9.90. CyoH;5CIN4O4S. Brruucneno, %: C 37.21; H 4.68;
C110.98; N 17.36; S 9.93.

Bpovup 3-ruapasunkap0oHmi-1-[S-(kapdéamonaimMerni-
cyiabponmn)nedTwi|mupuaunust (1m) nonyyarotr u3 0.32 1
(2.4 mmonp) runpasuna HUKOTHHOBOW Kucnotsl (7f) u 0.64 T
(2.4 wmmonp) 2-[(5-OpomrieHTHI)CYab(pOHMII |alleTaMUIa
(2¢), Bpems kunsgenus 22 4. Berxon 0.50 1 (52%), cBetio-
Tl TUrpockonuuHblii nmopomok. Crnexrp SMP 'H
(600 MTI'my), 6, m. 1. (J, T'm): 1.47-1.49 (2H, m, CHy); 1.76—
1.78 (2H, M, CH,); 1.99-2.02 (2H, M, CHy); 3.29 (2H, T,
J = 6.7, CH,S0,); 4.02 (2H, ¢, CH,CO); 4.71 (2H, T,
J =6.7, CH,N"); 7.42 (1H, ¢) u 7.78 (1H, ¢, C(O)NH,);
7.60-7.62 (1H, m, H-5 Py); 8.27 (1H, g, J = 8.0, H-4 Py);
8.81 (1H, n, J = 6.2, H-6 Py); 9.04 (1H, c, H-2 Py); 11.10
(1H, ¢, NHNH,). Crektp IMP °C (100 MTI'w), 8, m. x.:
21.1 (CHy); 24.7 (CH,); 30.5 (CH,); 52.8 (CH,S0y); 58.4
(SO,CH,CO); 61.4 (CH,N"); 118.5 (C-5 Py); 1244
(C-3 Py); 136.3 (C-4 Py); 148.8 (C-2 Py); 153.4 (C-6 Py);
164.3 (C(O)NHNH,); 165.0 (C(O)NH,). Macc-cniektp, m/z:
329 [M-Br]". Haiineno, %: C 38.13; H 5.15; Br 19.47;
N 13.66; S 7.80. C3H,BrN4O,4S. Breruncieno, %: C 38.15;
H5.17; Br 19.52; N 13.69; S 7.83.

Xnopua 4-ruapasMHkap0ooHmI-1-[2-(kapdéaMonamMeTn-
cyabponun)dtwi|nupuaunust (In). Merox I. Cnemys
obmer wmeroamke, momydaror u3 0.55 r (4.0 mMmomb)
TUApa3uja HM30HUKOTHHOBOW Kuciaotel (7g) u 0.74 T
(4.0 mmoip) 2-[(2-xmopaTuin)cyns(oHmI|aneramuga (2a),
Bpemst kunsaeHus 22 4. Beixox 0.41 1 (32%), >xenTwiit
THTPOCKOTIUYHBIN MOPOIIOK.

Metox II. K pactBopy 1.0 T (7.3 mMmomnp) ruzapasmna
M30HUKOTHHOBOW KUCIIOTHI (7€) B cMecH 20 MII STHIIOBOTO
criupta, 6 Ma Bomel u 0.7 mn konn. HCI moGapmstor
pactBop 1.1 r (7.3 MMoub) 2-BUHIICYIb(HOHMIALIETAMUIA
(8) B 15 Mn stunoBoro cimpta. CMeCh KUIATAT B TEUCHUE
5 4, ¢wibTpytor, ynapuBaroT. OCTaTOK pacTBOPSIOT B
MeTaHone, GUIBTPYIOT, YHNApHBAIOT M CYIIAT NPH IIOHU-
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JKeHHOM JnaBnieHnu. Beixox 1.32 r (56%), cBerno-kopud-
HeBblit mopomok. Crektp SIMP 'H (400 MIw), 8, m. .
(/, I'm): 3.80 (2H, 1, J = 5.7, CH,S0,); 3.98 2H, T, J = 5.7,
CH,N"); 4.53 (2H, ¢, CH,CO); 7.56-7.58 (1H, M, H-5 Py);
8.15 (1H, ¢, C(O)NH,); 8.22-8.24 (2H, m, H Py); 8.94 (1H,
¢, C(O)NH,); 8.99-9.04 (1H, m, H-6 Py); 11.81 (1H, c,
NHNH,). Crektp SIMP °C (100 MI'n); 8, m. a. (J, T'):
47.0 (CH,80,); 49.2 (SO,CH,CO); 56.9 (CH,N"); 124.5
(C-3,5 Py); 129.8 (C-4 Py); 146.1 (C-2,6 Py); 161.0
(C(O)NHNH,); 163.4 (C(O)NH,). Macc-cnektp, m/z: 287
[M—CI1]". Haitneno, %: C 37.16; H 4.65; C1 10.94; N 17.32;
S 9.89. CoH;5CIN4O4S. Breruucneno, %: C 37.21; H 4.68;
C110.98; N 17.36; S 9.93.

Bpomun 4-ruppazunkap0onmi-1-[S-(kapdéamonamMerni-
cyabponnn)nenTwi|nupuaudus  (lo) mnonyyaroT U3
0.37 r (2.7 MMoOnb) TUApPa3UIa U30HUKOTHHOBON KHCIIOTHI
(7g) u 0.74 r (2.7 mmonb) 2-[(5-OpommneHTHI)CYTb(OOHIMI]-
anetamuaa (2¢), Bpems kumsueHus 21 4. Beixom 0.48 r
(43%), cetno-xkenroe cMon000pazHoe BemecTBo. CeKkTp
SAMP 'H (400 MTI'n), &, m. a. (J, Tm): 1.45-1.47 2H, M,
CH,); 1.74-1.78 (2H, M, CH;); 1.98-2.00 (2H, M, CH,);
3.29 2H, 1, J = 6.9, CH,S0,); 4.02 (2H, ¢, CH,CO); 4.68
(2H, T,J = 6.9, CH,N"); 7.42 (1H, ¢) u 7.78 (1H, c C(O)NH,);
7.82-7.84 (2H, m, H Py); 8.81-8.83 (2H, m, J = 6.2,
H-6 Py); 10.90 (1H, ¢, NHNH,). Cniextp SIMP “C (100 MI'1),
5, M. . (J, I'm): 21.0 (CH,); 24.38 (CH;); 30.4 (CH,); 52.7
(CH,S0,); 58.4 (SO,CH,CO); 58.6 (CH,N"); 124.2
(C-3,5 Py); 128.8 (C-4 Py); 146.1 (C-2,6 Py); 161.5
(C(O)NHNH,); 162.4 (C(O)NH,). Macc-cnektp, m/z: 329
[M-Br]". Haiineno, %: C 38.11; H 5.15; Br 19.48;
N 13.67; S 7.81. C3H,BrN4O,4S. Beruncneno, %: C 38.15;
H5.17; Br 19.52; N 13.69; S 7.83.

2-(Bunnacyabponmn)aneramug (8). K pactsopy 0.7 ¢
(3.8 MMomb) 2-[(2-xnopatun)cynbdonui]aneramuaa (2a) B
40 ma MeCN no6asnstor 0.4 r (3.8 Mmonb) 4-aMuHO-
MetwimupuanHa (7h), nepememmsaiot 15 MuH, QHIBTPYIOT,
yIapHuBalOT, OCTATOK MPOMBIBAIOT JUATHIOBBIM 3(QUPOM.
Beixog 0.52 1t (93%), cBeryno-3eneHoe TyCcTOE Maclo,
KpUcTau3ytomieecs: mpu crossuuy, T. wi. 78 °C (CHCIl;)
(1. 1. 81 °C*). Criextp SIMP 'H (600 MI'y), 8, M. . (J, I'm):
4.06 (2H, c, CH,CO); 6.22-6.26 (2H, M, CH,= CH); 7.00—
7.04 (1H, m, CH,=CH); 7.40 (1H, c) u 7.66 (1H, ¢, NH,).
Haiineno, %: C 32.18; H 4.69; N 9.37; S 21.43. C,H;NOsS.
Brruucaeno, %: C 32.21; H4.73; N 9.39; S 21.50.

M3ydeHue TyGepKyJI0CTATHYECKOl AKTHBHOCTH COCMIH-
HeHuil la—o0, 7g TPOBEICHO METOJOM BEPTHKAIBHON
muddy3un ¢ HCHOIB30BaHHEM JAOOPATOPHOTO IITaMMa
M. tuberculosis H37Rv Ha TUIOTHOW NMHTATENBHON cpene
"Hosas". IlutatenbHyI0 Cpeay pa3auBalOT B MPOOUPKH TIO
5 ™I, CBEpTHIBas B HAKJIOHHOM IIOJIOKEHHHM TakuUM oOpa-
30M, 4TOOBI YacTh JHA MPOOUPKU OCTaBAIACH CBOOOJHOM.
CeepHyTyto cpeny 3aceBaioT 1o (0.1 mMiI B3BeCH MHKO-
Oakrepwmii TyOepkyne3a (MBT) mramma H37Rv, pa3Benen-
HOoro mo craHaapty mytHoctu 10 emununy KU, u B
HaKJIOHHOM TIOJIOKECHHH TIOMEIIAIOT B TepMOCTaT Ha 24 4
g BeipanBadns MBT. Uepes cyTku nmpoOHpKH CTaBAT B
BEPTUKAIBHOE MOJIOKEHHUE U TI0 CBOOOTHOMY Kparo 3aKarlbl-
BaroT 1o 0.3 Mu1 cyOCTaHIIMM HCCIeTyeMbIX COCIUHEHUH B
KoHIeHTpanusax 12.5, 6.2, 3.1, 1.2, 0.6, 0.3 mxr/mi1. 3atem
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IpOoOMPKH MOMELIAIOT B TepMocTaT npu temiieparype 37 °C
n uHKyOupytor B Teuenue 10 cyr. Ouenky pocra MBT
MIPOBOJAT 1O CTaHAAPTHOIN METOAUKE, TJe MOSBICHUE 30H
3anepxku pocta MBT (6onee 10 MM) CBHIETEIBCTBYET O
HaJIMYUH TyOEpKYIOCTaTUYECKUX CBOWCTB B HCCIEIYeMOit
KOHIIGHTPAllUl COEAMHEHUHA. 3HaueHUE 30HBI 3aJEPiKKU
pocta MBT (B MM) IpONOPLUOHANBHO CTENEHU TyOepKy-
JIOCTaTUYECKON aKTUBHOCTU COEIUHEHUH. 3ajepxKKa pocTa
100 MM n Oojee pacueHHMBaeTCs Kak IIOJHAs 3aJ€piKKa
pocrta MBT.*

Hccnedosanue gvinonneno npu punancosol nodoepoicke
Poccutickozo nayunozo gonoa (npoexm 14-50-00014).
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