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3 MeTo BU3HAYEHHS BIUIMBY OKpeMHX (DyHKIio-
HAJbHUX TPYN HA MPOTHTYOEPKYJIbO3HY aKTHBHICTD
XiHoJIiH-3-KapOokcaMiniB 37jiicheHo cuHTe3 N-R-ami-
niB 4-rinpokcu-2-okco-1-npomin-1,2,5,6,7,8-rekca-
rigpoxinoiH-3-kapoonoBoi kucjaoru. Ilposenennii
MiKpOOioJIOTiYHMI CKPHHIHT J03BOJIUB BCTAHOBUTH,
0 MEeTWIbHA Tpynma B NOJOXKEHHi 6 rekcariapo-
XiHOJIIHOBOTO SPA MOBHICTIO 1€3AKTUBYE MOJIEKYJTY.

IIpu mpoBeaeHHI PO3IIMPEHOro IMOIIYKY IMOTEH-
IAHUX MTPOTUTYOEPKYIHLO3HUX 3aCO0IB Y PSTY aMiJo-
BaHUX ITOXiTHUX 4-TiIPOKCHU-2-0KCOXiHOMIH-3-Kap-
OOHOBMX KHCJIOT paHille 0yJI0 IepeKOHIMBO IT0KAa3a -
HO, 1110 BiTHOBJIEHHSI OEH30JIbHOI YACTUHU XiHOJIHO -
BOTO siipa MPU3BOAMUTDL JO CYTTEBOTO CIaay aKTHB-
HocrTi [7]. IMoganbiii qoCTiIKeHHS BUSIBUAJIN, 1110 aHA -
JioriyHa MonMgikallis 6a30Boi XiMi4YHOI CTPYKTypH 3
OIHOYACHUM METUJIYBAaHHSIM B3araji MpakTUYHO TOB-
HICTIO 1T030aBJIsIE peYOBUHY 3AATHOCTI Xo4a 0 y SIKilich
Mipi BIUIMBAaTH Ha PO3BUTOK MIiKOOAKTepill TyOepKy-
apo3y [8]. LI obcTtaBMHA A03BOJIMJIA 3pOOUTU TO-
nepenHiii BUCHOBOK MPO HETaTWBHMI BIJIMB Ha aH-
TUMiKOOaKTepialibHi BJACTUBOCTI, TIeplI 3a Bce, caMe
METUJILHOI TPYIIM Y TOJIOXKEHHI 6 TeKcariapoxiHoJIo-
HOBOTO LIMKJY. Pa3om 3 TUM Take TBepIKEHHs HaBPsII
Y1 MOXKHA BBAXKaTH Y TIOBHil Mipi KOPEKTHUM, OCKiJIb-
KA BUBUMTHU BAajocs juiie N-R-aminm 4-rigpokcu-
6-metui-2-okco-1-tipomnin-1,2,5,6,7,8-rekcarimpoxi-
HOJIiH-3-KapOOHOBOI KMCJIOTU 3arajbHoi (opMyIu
(1), Tomi sIK iX HEMeTWJIbOBaHi aHajoru (2) B3araji
oynu HesamimeHi (R’ = H [7]) abo X Manu LuKI0-
nporminbHUi (R’ = nuknonpornia [2]) uu pyphypuib-
Huii (R’ = ¢pypdypui [1]) 3aMicCHMKY TIpY HUKITIYHOMY
XiHOJTIHOBOMY aTOMi a30Ty. YCYHYTH 3a3HAaYEHU He -
JIOJTIK 1 MOKJIMKAaHEe Hallle JOCIIIKEHHS, METOIO STKOTO
€ Oe3zanepeyHe BUM3HAUEHHS POJIi METUJIBLHOI Ipynu
B 0i0JIOTIYHMX BJIACTUBOCTSIX IeKCarigpOXiHOJIOHIB.

Jns nocsirHeHHs MOCTaBJIeHOI METU HaMu MPOBe-
JIEHO TOPIBHSUTBHUIA aHai3 MPOTUTYOEPKYIbO3HOI aK -
TMBHOCTI OIMCAaHUX paHilie croiayk dopmymu (1) [8]
Ta iX HAUOUTBII OJM3BKUX CTPYKTYPHUX AHAJIOTIB —
BigmoBinHUx N-R-amigiB 4-rimpokcu-2-okco-1-1mpo-
min-1,2,5,6,7,8-rekcariapoxiHosiH-3-KapOOHOBOI KUC-

ot (3a-T), Pi3HULIS MiX SKUMHU IOJISITAE TUTBKUA Y
BiICYTHOCTi 6-METHUJILHOIO (DparMeHTy.

Cuntes uinboBux N-R-aminiB 3a-t 3niiicHeHo 3a
HEOJTHOPA30BO allpoOOBAHOIO CXEMOIO, TOOTO aMimy-
BaHHSIM eTUJI0BOro edipy 4-rimpokcu-2-okco-1-1mpo-
nin-1,2,5,6,7,8-rekcarinpoxiHoJiiH-3-KapOOHOBOI KHC -
oty (4) BIANIOBITHMMM TeTepujaMiHaMM Ta aHiTi-
HaMmu. Y CBOIO 4epry, BUXiZHUM edip 4 ogepKaHO 3a
TaKoOX J00pe BiTOMOIO METOAMKOIO, BUXOISTYU 3 €T -
LIMKJIO-TeCaHOH-2-Kapbokcunary (5), sIKuii Ipu B3ae€ -
MOJIii 3 MPOIILJIAMiHOM JIETKO YTBOPIOE €THJIOBUI eip
2-TIpoIiJlaMiHO-LIMKJIOTeKC- 1 -eH KapOOHOBOI KMCJIO -
1 (6). [Nogaplile auMIIOBaHHS €TOKCUMAIOHIIXIIO-
PHUIOM Ta IFeTepOLMKIIi3allisl IIPUBOISITH OO KIIFOYOBO -
ro edipy 4 (cxema).

Bci onmepxani N-R-amimu 3a-T sBAsIIOTE CO0OOIO
06e30apBHI KpUCTaJIiYHi PEYOBUHU 3 YITKUMU TEMIIE -
parypamMu 1iaBiieHHs (Tabj. 1), mpu KiMHATHINA TeM -
neparypi IpaKTUYHO HEPO3YMHHI Y BOIi Ta IIOMipHO
po3unHHi B IMCO ta JIM®A.

XimiyHa OymoBa BCiX CMHTE30BaHUX MOXigZHUX 4-
rigpokcu-2-okco-1-npormin-1,2,5,6,7,8-rekcarinpoxi-
HOJIiH-3-KapOOHOBOI KMCJIOTH JOBeleHa CIEKTpaMu
SIMP 'H (Tab6u. 2). Ipu aHami3i CIeKTpaTbHUX JaHUX
HaMU BUKOPUCTaHI pe3yJIbTAaTH ITOMNEPEIHiX TOCIIi-
JDKEHb OJIM3bKUX 3a CTpyKTyporo amidiB (1) Ta (2),
MPOBENCHNX paHillle 3 BUKOPUCTAHHSIM CITEIiaJIbHUX
npuiiomiB AMP — romosinepHoro edekry OBepxay-
3epa (IEO) ta nBomipHoi cnektpockomnii AMP "H
(COSY) [1, 2, 4, 7, 8]. Lle mano 3mory 3po0UTH OTHO-
3HA4yHi BiZHECEHHS 3a3BMYail BaXXKHUX JJISI iHTEepIipe -
Tallii CUTHAJIiB IIPOTOHIB METUJICHOBMX JIAHOK TeKCa -
TiIPOXiHOMIHOBOTO siApa Ta N-TIpONiJIbHOTO 3aMiCHMU -
Kka. Ciig Bce X Taky 3a3HAYMTH, 110 HABIiTh 3a TaKNX
YMOB iIeHTU(iKyBaTH aOCOJIOTHO BCi IPOTOHOBMICHI
(yHKIIIOHAIbHI TPYIIM BAAJIOCS JUILE JIJIsI BUXiTHOTO
eTIWIoOBOro edipy 4-rizpokcu-2-okco-1-mpomin-1,2,
5,6,7,8-rekcarigpoxiHoJ1iH-3-KapOboHOBOI KUCIOTH (4),
tomi fK y N-R-amimiB 3a-T MarHiTHi BIacTUBOCTI
npotoHiB NCH>CH> ta 6-CH2 rpymn BUSBUINCH Ha-
CTIJTBKM ONMM3BKUMU, 1O 1X pe30HAHCHI YaCTOTH TTpaK-
TUYHO CITiBNAJIW. Y PE3yabTaTi y CHEKTpax IJIsl CUT-
HaJIiB MPOTOHIB LIMX ABOX I'PYIl MOXHA CIIOCTEpPiraTu
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Cxema

3:a R =Py-4; 6 R=Py-3; BR =Py-2; r R=3-Me-Py-2; n R = 4-Me-Py-2; ¢ R = 5-Me-Py-2;
XK R = 6-Me-Py-2; 3 R = 3-OH-Py-2; u R = 1,3-tiazon-2-in; i R = 4-metun-1,3-riazon-2-im;
K R = 5-meTtun-1,3-tiazon-2-ix; 1 R = 4-eTokcukapooHinmMmeTui-1,3-tiazom-2-im;

M R = 4-(apamanTtuin-1)-1,3-tiazon-2-in; H R = 6eHsriazon-2-i1; o R = 4-F-Ph; m R = 3-F-Ph;
p R = 2-F-Ph; ¢ R = 2-Cl-Ph; T R = 3-Br-Ph

ONUH CKJIAAHUU MYJBTUIUIET 3arajJbHOI iHTEHCUB-
Hictio 4H miput 1,60-1,65 m.a. (Tabm. 2).

BuByeHHs1 MpPOTUTYOEPKYJIbO3HUX BIACTUBOCTEN
N-R-amigiB 3a-T npoBeaeHo in vitro HauioHansHUM
IHCTUTYTOM aJieprii Ta iH(EeKIiMHUX 3aXBOPIOBaHb
CILIA pamioMeTp4HUM METOAOM |3, 5, 6] y KOHLIEHTpaLii
6,25 Kr/mi no BigHOLIEHHIO 10 Mycobacterium tuber-
culosis H37Rv ATCC 27294. l1opiBHSIHHSI HAaBeIEHUX
y Taba. 1 ekcrepuMeHTaJIbHUX AAHUX MEPBUHHOTIO
MiKpOO0ioJIOTiYHOTO CKPUHIHTY CUHTE30BaHUX CITOJYK
3a-T 3 aKTUBHICTIO 1X CTPYKTYPHMX aHAJIOTIB ITOKa3ye,
10 BUIAJICHHS 3 MOJIEKYJIM 1 6-MeTUJIBHOI TPYITU CYTI-
POBOIIKYETHCSI IOCUTh 3HAYHUM TTOCUJICHHSIM TTPOTUTY-
OepKy/nbo3HOI 1ii. TakuM YMHOM, IIPOBEAEHI JOCTiIKEH -
HS1 JAl0Th YCi IMIACTaBU IJISl TOro, 1100 Oe33arnepevyHo
KOHCTaTyBaTH — METWJIbHA IPYyIIa B MOJIOXEHHI 6 rekca-
TiAPOXiHOJIIHOBOIO LIMKJY JiMCHO Haa3BUYaliHO Hera-
TUBHO BIJIMBAE HA aHTUMiKOOaKTepiaabHi BIAaCTUBOCTI
i 1l IPUCYTHICTD CJIil BU3HATH HEOOLLILHOIO.

EkcnepuMeHnTabHa YacTHHA

Cnekrpu AMP "H cunresoanmx pPEUOBHH 3ape-
€CTpPOBaHi Ha crieKTpoMeTpi Varian Mercury-VX-200,
poboua yactora ckianae 200 MTI', B ycix Bumagkax
posunHHUK JIMCO-Dg, BHyTpilHil cranaaptr — TMC.
Y po06oTi BUKOpHCTaHiI KOMEPIIiliHI eTHIIIMKIOTeK A -
HOH-2-Kapookcuiat (5) Ta mpominamin dipmu “Fluka”.

ErnnoBuii edip 4-rizpokcu-2-okco-1-nmpomin-1,2,
5,6,7,8-rekcarinpoxinoin-3-kap0ooHoBoi KucaoTu (4).
Y K010y 3i 3BOPOTHUM XOJOAWIBHUKOM Ta MillIAJIKOIO

nomimaiots 17,02 r (0,1 Monb) eTUILMKIOreKCAHOH -
2-kapookcunaty (5). Ilpu iHTEeHCUBHOMY TepeMillly -
BaHHI Ta OXOJIOMXKEHHI IIPOTOYHOIO BOAOIO KPATLISIMU
nonaroTe 10,7 mi (0,13 Mosb) nponinaminy. Yepes
1 roa OXOJIOMXKEHHSI 3HIMAlOTh i peakiliiHy CyMilll
nigirpiBatots 10 50°C, MpoaoBXYIOUM MepeMilllyBaH -
HSI MPOTArOM 5 roja. 3aJMIilaloTh Ha A00Yy IpU KiM-
HaTHil Temnepatypi. Hagnuinok npominaMmiHy Biara-
HA10Th. 3anuinoK po3uuHsoTh y 200 mun CHCla.
Bigransrors Oimst 50 My po3UMHHMKA, BUAAISIOUN
MpU LUbOMY Y BUIJISIAI a3€0TPOIly BOAY, sIKa YTBOPU -
JIaCh BHACJIIIOK peakiiil HMKJIOTeKCAaHOHY 5 3 aMiHOM.
Ho oxgepxaHoro po3unHy eHaminy 6 8 CH,Cly nona-
10Tb crioyatky 14 ma (0,1 Monb) TpueTuaaMmiHy, a
MOTiM TpU TepeMillyBaHHi Ta oxojomxeHHi 15,05 r
(0,1 Mosb) etokcumanoHinxiaopunay. Yepes 5-6 ron
JI0o peakuiitHOl cymimii gomaioTh 300 MJI XOJIOmMHOL
BOJIY 1 TTiCJIST TIepeMilllyBaHHS BiIOKPEMJIIOIOTh Opra-
HivHMii map. Po3unH onepkaHoro amigoedipy Majo-
HoBoi kuciaotu B CH7Cly cymate Hag 0e3BOJHUM
CaCly. Po3uyMHHUK BUAQISIOTH Y KiHIIi ITiJT 3HIKEHUM
TUCKOM. J10 3aUIIKy 10Aal0Th PO3YMH €TUJIaTy HaT-
pito [3 4,6 1 (0,2 Monb) MeraigyHoro HaTpifo i 150 M
a0COJTIOTHOTO €TUJIOBOTO CHUPTY|, HArpiBaroTh MO
KUMIHHS, IiCJISl YOoro 3ajuiuamTh Ha 3 rofa. Jlo oxo-
JIOIKEHOI peakiiiiHoi Macu momaroTh 500 M xomom-
Hoi Boau, niakuciooTs HCI no pH 4. Ocan edipy 4
Bil(biIBTPOBYIOTh, IIPOMMBAIOTh XOJOMTHOIO BOAOIO,
cymath. Buxin ckimanae 23,1 r (83%). T.n. — 84-86°C
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Tabmma 1
Xapakrepuctuku N-R-aminis 4-rigpokcu-2-oxkco-1-mopomisi-
2,5,6,7,8-rekcarimpoxinosin-3-kapboHoBoi KucaoTu (3a-T)
Cronyka Emnipuana S 3HaligeHo, % BupaxysaHo, % BV(I)Xi.lJ., Hﬁ)((s)l;zgg?gp-
$opmyna C H N C H N % aKTUBHICTB*
1a C1gH21N303 175-177 66,13 6,58 12,72 66,04 6,47 12,84 87 5
16 C18H21N303 127-129 65,95 6,39 12,75 66,04 6,47 12,84 99 0
1B C1gH21N303 182-184 65,97 6,52 12,94 66,04 6,47 12,84 80 14
ir C19H23N303 146-148 66,91 6,70 12,25 66,84 6,79 12,31 75 4
14 C19H23N303 165-167 66,80 6,85 12,37 66,84 6,79 12,31 82 26
1e C19H23N303 161-163 66,78 6,86 12,34 66,84 6,79 12,31 88 31
1 C19H23N303 143-145 66,93 6,72 12,23 66,84 6,79 12,31 90 69
13 C18H21N304 194-196 63,05 6,21 12,30 62,96 6,16 12,24 82 3
n C16H19N303S 155-157 57,57 5,82 12,53 57,64 5,74 12,60 85 19
1i C17H21N303S 202-204 58,85 6,18 11,97 58,77 6,09 12,09 87 14
1K C17H21N303S 150-152 58,88 6,04 12,13 58,77 6,09 12,09 83 16
in C20H25N305S 143-145 57,34 5,95 10,09 57,26 6,01 10,02 85 27
LY C26H33N303S 279-281 66,87 7,19 8,89 66,78 7,11 8,99 89 3
1H C20H21N303S 206-208 62,59 5,46 11,05 62,64 5,52 10,96 92 0
10 C19H21FN203 160-162 66,20 6,07 8,19 66,27 6,15 8,13 90 2
1in C19H21FN203 125-127 66,22 6,10 8,21 66,27 6,15 8,13 87 39
1p C19H21FN203 134-136 66,34 6,18 8,11 66,27 6,15 8,13 83 17
1c C19H21CIN203 129-131 63,30 5,83 7,68 63,24 5,87 7,76 81 0
1T C19H21BrN203 171-173 56,39 5,17 6,84 56,31 5,22 6,91 89 13
* MpurHiveHHs pocTy (B%) Mycobacterium tuberculosis H37Rv ATCC 27294 B koHuUeHTpauii 6,25 mkr/mn
Tabmania 2

Cnexrpu AMP g N-R-awminis 4-rinpoxcu-2-okco-1-mporri-
1,2,5,6,7,8-rekcarigpoxinosin-3-kapboHoBoi Kuciotu (3a-T)

Cno-

XimiuHi 3CcyBu, 6, M. A.

ny<a | OH | NH | NCHz | 8:CHz | 5-CH | 7-CHp |(i0HE T | Clle | R
(1H, ¢)[(1H, ¢) | (2H, T) | (2H, ™M) | (2H, M) | (2H, M) (4H, M) | (3H, T)
1 2 3 4 5 6 7 8 9 10
1a | 1500 13,02 | 397 | 2,80 | 243 | 180 | 1,62 | 0,94 8,50 (2H, &, 2,6-H); 7,62 (2H, 1, 3,5-H)
16 1521|1284 | 399 | 2,79 | 244 | 1,78 | 164 | 092 %0 1 s & A S
18 | 15,18 | 13,04 | 3,96 | 277 | 242 | 1,82 | 1,60 0,90 8545(;’6(2%*,4 A 64:'35 &% ((11HH A 35'_':1))’
ir | 1549 | 1253 | 3,94 | 278 | 243 | 1,77 | 161 | 0,92 EPALE A AV gl
1a | 1522|1297 | 395 | 2,77 | 2,45 | 1,80 | 1,65 0,93 %%‘2((11'11 * & 6 ':l))’ 72;93%((% ° %H;)
te | 1527 | 12,96 | 3,96 | 2,77 | 2,44 | 1,81 | 1,66 0,93 %1695((11'74 o 6- 'L))’ 82'0227((13'74 A %Ei)
1x | 1525|1298 | 394 | 276 | 243 | 1,80 | 1,65 | 0,94 AR R RARY
13 1550 | 12,71 | 397 | 2,78 | 2,41 | 1,79 | 162 | 0,93 ‘0'7237(}'f,qchof_',f)’.')ﬂ’g%(,lH;”é_?:)H);
1 | 1424|1390 | 398 | 2,77 | 242 | 1,78 | 163 | 090 7,54 (1H, 1, 4-H): 7,35 (1H, n, 5-H)
1i 14,27 1379 397 | 278 | 244 | 180 | 164 | 094 6,90 (1H, ¢, 5-H); 2,30 (3H, ¢, CHa)
1« | 14321371 397 | 270 | 243 | 182 | 163 | 0,95 7,22 (1H, c, 4-H); 2,38 (3H, c, CHa)
7,11 (1H, ¢, 5-H); 4,13 (2H, K, OCHa):

in (1415|1383 | 395 | 278 | 245 | 179 | 164 | 093 |4, b lith SEE I3 (20« QL
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IIpooosicenns maba. 2

1 2 3 4 5 6 7 8 9 10
6,79 (1H, c, 5-H); 2,08 (3H, c, y-H apamaH-
™ 14,28 | 13,66 | 3,97 2,77 2,42 1,80 1,62 0,92 TaHy); 1,92 (6H, c, 6-H agamaHTaHy);
1,75 (6H, c, B-H apamaHTaHy)

7,97 (1H, n, 7-H); 7,76 (1H, o, 4-H);

1H 14,24 | 13,75 | 3,99 2,76 2,44 1,76 1,64 0,95 7,46 (1H, T, 6-H): 7,33 (1H, T, 5-H)

10 | 1540 | 12,73 | 3,97 2,75 2,42 1,80 1,65 0,94 7,65 (2H, oa, 3,5-H); 7,18 (2H, oa, 2,6-H)
7,63 (1H, n, 2-H); 7,42 (1H, T, 4-H);

1in 15,17 | 12,86 | 3,94 2,73 2,40 1,77 1,62 0,90 7,27 (1H, 1, 6-H): 6,97 (1H, T, 5-H)

1p | 15,22 | 12,98 | 3,95 2,75 2,41 1,79 1,63 0,92 8,52 (1H, T, 3-H); 7,40-7,11 (3H, m, 4,5,6-H)
8,53 (1H, g, 3-H); 7,51 (1H, g, 6-H);

1c | 15,24 | 13,03 | 3,96 2,76 2,40 1,77 1,61 0,90 7.36 (1H, T, 4-H): 7.15 (1H, T, 5-H)
7,99 (1H, ¢, 2-H); 7,48 (1H, g, 6-H);

1T 15,15 | 12,84 | 3,94 2,77 2,42 1,79 1,65 0,91 7,34-7.28 (2H, m, 4,5-H)

(etanon). Criektp SIMP 'H: 13,20 (1H, ¢, OH); 4,31 (2H,
k, OCH»); 3,82 (2H, T, NCHa); 2,73 (2H, 1, 8-CH2);
2,38 (2H, 1, 5-CH2); 1,77 (2H, k8, 7-CH2); 1,62 (2H,
kB, 6-CHa); 1,54 (2H, m, NCH2CH>); 1,30 3H, T,

XKYIOTb, nofaloTb 20 MJI €TaHOJIy i peTeIbHO Iiepe-
MilyroTb. Ocan aminy 3a-T BindiabTpoByIOTh, MPO-
MUBAIOTh JeKiJbKa pa3iB cnupToM, cymaTth. Kpucra-
ni3yoTh 3 JM®A.

OCH>CH3); 0,89 m.a. (3H, T, NCH2CH2CH3). 3Haiine- BUCHOBKUM
HO, %: C — 64,56; H — 7,66; N — 5,10. C15H21NO4. 1. JIasa BUSBIEHHS 3aKOHOMIpHOCTE B3a€EMO-
Bupaxysano, %: C — 64,50; H — 7,58; N — 5,01. 3B’A3Ky “XiMiyHa OygoBa — HPOTUTYOEPKYJIbO3HA

N-R-Amimn 4-rinpokcu-2-okco-1-npomin-1,2,5,6,7,
8-rekcarinpoxinoJin-3-kapoonoBoi kucaoru (3a-1). 3a-
rajibHa MeToauKa oaepxannsa. Cymiw 2,79 r (0,01 Mosb)
eTIIoBOro edipy 4-rimpoxkcu-2-oxkco-1-mpomin-1,2,
5,6,7,8-rekcarigpoxiHoJiiH-3-KapOoHOBOI KUCIOTH (4),
0,01 Monb BinmoBimHOIO reTepuyIaMiHy Y4 aHUTIHY Ta
1 Ma IM®DA BUTPpUMYIOTb Ha MeTaliuHiil OaHi mpu
160-170°C npotsairoM 5 xB. PeaxiiiiHy Macy oXoJiof-

Iist” 3OilICHEHO CMHTE3 Ta BMBYEHI MiKpOOiOJIOTiuHi
BJIACTMBOCTI cepii reTepuIaMiziB Ta aHiTiliB 4-TiIPOKCH -
2-o0kco-1-mpomin-1,2,5,6,7,8-rexcarigpoxiHosin-3-
KapOOHOBOI KMCJIOTH.

2. ExcrieprMeHTaIbHO TOBEACHO, 110 METHJIhbHA
rpyna y ToJOXeHHi 6 TeKcariapoxiHOJIOHOBOTO siipa
3MaTHA TPAKTUYHO MOBHICTIO MO30aBUTH MOJIEKYJIY
MMPOTUTYOEPKYIHO3HOI aKTUBHOCTI.
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CHUHTE3 U AHTUMUKOBAKTEPUAJIbHAS AKTUBHOCTD
N-R-AMUJOB 4-TUIPOKCH-2-OKCO-1-ITPOITNJI-1,2,5,6,7,
8-TEKCATMAPOXUHOJINH-3-KAPBOHOBOM KNCJIOTEI
JI.B.Cunopenko, E.B.Konecnuk, W.B.Ykpannen, I1.A.be3yrbrit
C 1enpio orpenesieHus BIUSHUS OTACIbHBIX (DYHKIIMOHAIBHBIX
TPYIIT Ha TTPOTUBOTYOCPKYJIE3HYIO aKTUBHOCTh XMHOJMH-3-Kapo -
OKCaMHIOB OCyIIecTBIeH cuHTe3 N-R-amMumoB 4-ruapokcu-2-
okco-1-mponui-1,2,5,6,7,8-rekcaruipoXvHONMH-3-KapOGOHOBOM
KUCTOThI. [TpoBeneHHBI MUKPOOHOIOTMYECKUI CKPUHUHT TIO3BO -
JIWJT YCTAHOBUTb, YTO METHJIbHASI TPYIITA B MOJIOXCHUM 6 TeKcarum -
POXUHOJIMHOBOTO SIIpa MOJTHOCTBIO I€3aKTMBHUPYET MOJIEKYITY.
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THE SYNTHESIS AND ANTIMYCOBACTERIAL ACTI-
VITY OF 4-HYDROXY-2-OXO-1-PROPYL-1,2,5,6,7,8-HEXA-
HYDROQUINOLINE-3-CARBOXYLIC ACID N-R-AMIDES
L.V.Sidorenko, Ye.V.Kolisnyk, I.V.Ukrainets, P.A.Bezugly

The synthesis of 4-hydroxy-2-oxo-1-propyl-1,2,5,6,7,8-hexahy-
droquinoline-3-carboxylic acid N-R-amides has been performed
with the purpose of determination of the influence of some
functional groups on antituberculous activity of quinoline-3-car-
boxamides. The microbiological screening performed has allowed
to find that the methyl group in the 6 position of the hexahydro-
quinoline nucleus inactivates the molecule completely.
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nporpamoto TAACF (Tuberculosis Antimicrobial Acquisition & Coordinating Facility) BuB4eHHS NpoTUTY6EpKYNIbO3HUX
BIaCTMBOCTEN CUHTE30BaHUX HamMu pedvoBuH (KOHTPakT Ne01-Al-45246).



