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Cunre3 4-(MMUHOOEH30JICYIb(amMmn10)-
2,6-1MMEeTOKCUITUPUMHUIUHOB

[Tpu B3ammopeiicTBun 4-amuHOOEH30NICYIb(haAMU-
J10-2,6-AMMETOKCUNIUPUMUINHA C COOTBETCTBYIOLUIMMHU
8-0EH30IMOKCAaHOBBIMH aJIbJICTHIaMH CHHTE3UPOBAHEI
paHee He U3BECTHBIE a30METUHBL. CTpOEHNUE CUHTE3UPO-
BaHHBIX coeMHEeHUH yctanosneHo Metogamu UK u IIMP
cnekrpockonuu. ITokazaHo, 4To azoMeTHH 2 oOnanaer
c1a00# MPOTUBOTYOEPKYJIE3HOW aKTHBHOCTBIO MPOTHUB
mramma H37Rv B koHneHTpanusx 6.25 MKr/mi in vitro.

[MupUMUAMHOBBIA LUK BCTPEYAETCs BO MHOTHX
JIEKapCTBEHHBIX CPEACTBAX C IIUPOKUM CIIEKTPOM (HH3HO-
siornueckoro aenctus [ 1-2]. CoequHeHHs 3TUX KJIacCOB
MIPOSIBIISIFOT ITPOTHBOMUKPOOHYIO M ITPOTHBOBHPYCHYIO
aKTUBHOCTb, B YaCTHOCTH siBNIsAIOTCA aHTU-BUY mpe-
naparamu [3]. lupokwuii crekTp (apMakoIOrHIeCcKUX
CBOMCTB, a TaKXKe MPUMEHEHHUE B MEJULIMHCKON MPaKTH-
Ke MpenapaToB, COAEPKAIUX B CBOEH CTPYKType sApO
MUPUMHIMHA, CBUACTENBCTBYIOT O LEJIeCO00pa3HOCTH
JlaNTbHEHIIIEro 1eJIeHapaBIeHHOTO IIOMCKa HOBBIX OHOJIO-
THYECKU aKTHBHBIX COEAMHEHUH. Jloka3aHO, YTO HECOM-
HEHHBIM NTPEUMYIIECTBOM ITPOM3BOAHBIX MUPHUMHUIMHA
SIBJISIETCS HU3Kask TOKCUYHOCTH [4—5].

Cunre3 4-(uMuHOOCH30IICYIb()aMUI0)-2,6-TuMe-
TOKCUIIMPUMHUJMHOB OCYLIECTBISUIM B3aUMOAEHCTBHEM
HCXOJHOTO aMHHA C COOTBETCTBYIOIIMMH 8-OCH30IMOK-
CaHOBBIMH aNbJETUAAMU IO CXEME:
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X: CI(1); NO,(2); COOH (3)

CuHTEe3UpOBaHHbIE A30METHHBI IPECTABIISIOT COO0H
UHTEHCHBHO OKPALIEHHBIE, IPEUMYILIECTBEHHO B JKEJIThIN
L[BET, MEJIKOKPUCTAJLITMUECKHE BEILIECTBA, MaJIO PaCTBOPH-
MBIE B aLIETOHE U HE PACTBOPUMBIE B METAHOJIE, TAaHOJIE
U rekcaHe. A30METHHBI HE HYXIal0TCS B JONIOTHUTENBHON
OYHCTKE, HE COAEPKAT IPUMECEH UCXOIHBIX COEJMHEHHH.
®DU3NKO-XUMHYECKUE XapaKTEPUCTUKHU a30METHHOB
4-aMHUHOOEH30JICYNbPaMUI0-2,6-TUMETOKCUITUPUMH-
JIHA TIpHUBe/IeHb! B Tabmuue 1.

CrpoeHHEe CHHTE3UPOBAHHBIX COECIUHEHUHN ycTa-
HoBieHo metogamu Y®, UK u [IMP cnekrpockonuu.
CpaBHEHUE BBIXOJIOB I1I€JIEBOTO MPOAYKTa B pEaKIMIX
6e3 no6aBieHHs TUPHUINHA U C 10OaBIEHUEM TUPHIMHA
CBHJICTENIBCTBYET O II€JIECO00Pa3HOCTH HCIIOIb30BaHUS
KaTAIMTHYECKUX KOJIMYECTB PACTBOPUTENS, TaK Kak
B 9TOM cily4yae BbIXoA yBenuuuBaercs Ha 20-23%. dan-
HBIH (pakT OOBSICHSIETCS YCHICHHEM HYKJICO(PHIBHBIX
CBOWMCTB aMHUHOTPYIIIBI UCXOIHOTO CyIb(paHUIaMHIA,
YTO XOPOIIO COTNACyeTCsl C U3BECTHBIMU JaHHBIMHU
0 CBOICTBaX MUPUAMHA KaK MOJIIPHOTO PACTBOPUTEIIS.

VY®-crekTpbl NOMIOLIEHNS] CHHTE3UPOBAHHBIX COEIH-
HEHHH XapaKTepu3yIOTCsI IOJI0CaMH TTOIVIONIEHHs B o0Iiac-
T 280-310 HM cpeaHEel HHTEHCUBHOCTH, XapaKTePHBIMU
Juig asometuHoBoM rpynmsl. B UK cnekTpax a3omeTuHOB
HNPUCYTCTBYIOT Tostocsl noromenust (NH) B obiactu
3185-3220, (C = N) — 1633-1640, (Ar) — 1570-1601,
(S0,) - 1260-1312 cMml, a Takxke JUIS COeVHEHH 2 Ha-
smaue rpynm (NO,) moaTBep K IaeTCs XapaKTePUCTHIHBI-
MH TI0JIOCaMH MoriouieHus B oomactu 1541-1525 em.

IIMP cnektpsl a30MeTHHOB 1-2 XapakTepU3yHOTCs
curHanoM nporoHa CH = N-rpynmnsl, nposiBIsoImuMcs
B BUJIE CHHIJIETA C XMMHUYECKHM CABHUIOM 8,5 M.1I. A s
azoMeTrHa 3 HaOIfoaeTcsi CMEUIeHHEe B CTOPOHY Clla-
6oro nonst Ha 0,2 M.JI., IO CPABHEHHIO C €ro OOBIYHBIM
moJioxkeHueM (0koo 8,5 M.J.), OYCBUIHO, BCICACTBUC

Ta6muna 1

Oun3nKo-XUMUYECKHE XapaKTePUCTHKHU 4-(MMUHOOEH30ICYIb(hamMuI0)-2,6-TMMETOKCHITHPUMHHHOB

Haiineno, % / Beruncieno, %
Ne -X Beixon, % | T.wr., °C R, Dopmyna
C H N
51,61 3,76 11,56
1 CI 76 217-219 | 0,28 51,37 387 1141 C,H ,N,0SCI
50,58 3,64 14,14
2 NO, 85 236-237 | 0,34 50,29 379 13.97 C, H,N.OS
52,51 4,15 11,46
3 | COOH 64 261-263 | 0,46 52.80 4.00 1120 C,H,N,0.S
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CuHHTe3 4-(MMHMHOOeH301Ccy1bhaMHAO)-2,6-AMMEeTOKCHITHPHMHAHHOB

TIOTIA/TaHFISI €T0 B 001aCTh SKPAaHUPOBAHHUS KapOOHMITEHON
rpynImsl OeH30ArOKcaHOBOTO (pparmMenTta. CurHamsl 2-
1 6-METOKCUTPYIIT TUPUMHAANHOBOTO IIUKJIA POSIBIISIOTCS
B BUJIE CHHIVIETa B auanaszone 3,91-3,96 m.n. Caabo-
TIOJBHBIN CABHT, KOTOPBIA MCIBITHIBAET METOKCUTPYTINA
npu C,-arome, 00yCIIOBIIEH TIOHWKEHHEM DIIEKTPOHHON
MJIOTHOCTH HAa HEM 3a CYET aKIENTOPHOTO BIHMSHUS
cocefHuX N-aroMoB. MyJIBTUILIET apOMaTUYECKUX TPO-
TOHOB HaxoAWTCs B obmactu 6,5-7,4 m.1. Kpome storo,
B criektpax 1-3 HaOmOmaroTCs YIIMPEHHBIE CHHTIICTHI
NH nporonos B uaTepaie 10,8—11,7 m.x.
CuHTe3MpOBaHHBIE BEMECTBA HCCIEIOBAHBI in
Vitro Ha MPOTUBOTYOEPKYIE3HYI0 aKTHUBHOCTH IPOTHB
M. tuberculosis R37Rv B FOxHOM Hay4HO-HCCIIEIOBA-
tenbekoM HHCTUTYTE (CLIA) mo MeTonuke paboTsI [6].
VYcTaHOBICHO, YTO a30METHHH 1, 3 HE MPOSBISIOT
MIPOTUBOTYOEPKYIIE3HOM aKTHBHOCTH ITPH KOHIICHTPAIINH
6.25 mxr/mi1. A3omeTrH 2 061agan c1aboit akTHBHOCTBIO
10 15%. JlanHable OMOJIOTHYECKUX HCCIICTOBAHUNA JAIOT
OCHOBaHUS UIA MPOJOKEHHS Toncka 3((HEeKTUBHBIX
MIpenapaToB CPEIOH IPYTUX TPOU3BOMHBIX 4-aMHHOOCH-
30JCynb(haMu10-2,6- TMMETOKCHITUPUMHUINHA.

Tabmmma 2
TIpoTHBOTYOEpKYIIe3Hast AKTHBHOCTH CHHTE3UPOBAHHBIX
BemiecTB (1-3) mpotu M. tuberculosis H37Rv (in vitro)

MunumManbHas
CoenuHenue uHrHGUpyIoMas Wurubuposanue, %
KOHIICHTPALIHS,
MKI/MJI
6,25 0
2 6,25 15
6,25 0

JKCNepUMeHTAJIBHASL YacTh. YNCTOTYy CHHTE3HpO-
BAaHHBIX COEAMHEHUI KOHTpOdUpoBaiu meroaoM TCX
Ha mactuHkax Silufol UV-254 (Merck, I'epmanus),
AMoeHT-0eH30-3Tanon, 9 : 1. UK crekTpbl cHUManu Ha
npubope Specord IR-75 B obnacti 5004000 cm' B KBr.
Y@ criekTpsl CHATH Ha ciekTpogdoTomerpe CD-26, Ton-
muHa kroBeThl 10 mm; koHueHTpauus 0,002%. Crnektpsl
I[IMP peructpupoBanu Ha npudope Bruker AC-300
(l'epmanmst) ¢ paboueii wactoroit 300 MI'n B DMSO-d,;
B Ka4eCTBE BHYTPEHHETO CTaHAAapTa MCIOJIb30BAIN
Me4Si. JlaHHBIE 2JIEMEHTHOTO aHajaW3a COCIMHECHUM
OTBEYANId BBIYUCICHHBIM. Mcxomable 8-hopmmi-6-X-
1,3-0eH301MOKCaHbI MOJyYEHBl 110 METOAMKAaM paboT
[7-8].

XapaKTepUCTHKN CHHTE3MPOBAHHBIX BemecTB 1-3
TIpUBEACHHI B Tabnwie 1.

4-[(6-x10p-8-u-1,3-0eH3NTNTEHOTHUOKCAH )~
HMHHOOeH30aCcyabpaMuI0]-2,6-TUMeTOKCHIIH-
pumuauH (1)

Cmech cimproBoro pactopa 0,02 momns 4-amuHO-
6erzoncynbhamuno-2,6-mumerokcumupumuanaa u 0,02
MOJISI COOTBETCTBYIOIIETO alIbJICTH/IA M KATATUTHUCCKUX
KOJIMYECTB MHUPUMHA HArpeBajd Ha BOASHOW OaHe
¢ OOpaTHBIM XOJIOAVIIFHIKOM B TeueHne 2 dacoB. [locie
OXJIAK/ICHHS PACTBOPA 0CAJ0K OTPUIBTPOBBIBAIIH, IPO-
MBIBAJIA ITAHOJIOM, CYIIUIIH. MEIKOKPUCTAITUYECKUI
MOPOIIIOK C JKEITOBATOM OTTEHKOM, Oe3 3amaxa.

YO crextp (AM®A), A, am (Ig €): 280(3,01). UK
crekrp (v, cm'): 3220 (NH), 1633 (CH = N), 1590 (Ar),
1276 (S0O,), 955 (C-CD).

Cnexktrp IIMP (AMCO, ém.m.): 1,0 ¢ (2H,
CH,), 3,9 ¢ (20Me), 4,6-4,8 m (2H, CH,), 5,0—
5,3 m (2H, CH,), 5,7 ¢ (1H, MeC = CH),
6,6-6,9 M (3H apom.), 7,1-7,4 m (2H apom.), 7,7 n (2H
apom.), 8,0 ¢ (1H apom.), 8,5 ¢ (1H, CH=N), 11,5 ym.c.
(1H, NH).
4-[(6-HuTpO-8-1-1,3-0€H3NJINAEHOTNOKCAH )-HMU-
HOOeH30J/1cyIb(paMuI0]- 2,6-THMEeTOKCH-NTMPUMHUIHH
?

V® cmektp (AM®A), A, am (Ig €): 310(3,54).
UK cmekrp (v, cm!): 3185 (NH), 1640 (CH = N),
1605 (Ar), 1541-1525 (NO,), 1260 (SO,).

Cnexrp IIMP (AMCO, 8 m. n.): 1,1 ¢ (2H, CH,),
3,9 ¢ (20Me), 4,6-4,9 M (2H, CH,), 5,1-5,3 M (2H, CH,),
5,7 ¢ (1H, MeC = CH), 6,5-6,8 m (3H apom.), 7,0-7,4 m
(2H apowm.), 7,7 o (2H apom.), 8,1 ¢ (1H apom.),
8,5 ¢ (1H, CH=N), 10,8 ymr.c. (1H, NH).
4-[(6-xapdoxcu-8-uii-1,3-0eH3MITNTEHOANOKCAH )-HMH-
HoOeH30JIcy b amMuao]-2,6-1TMMeTOKCHTUPUMUTUH
3

VY® cmektp (AM®A), A, am (Ig €): 292(3,37).
UK cmekrp (v, cmt): 3315 (OH), 3210 (NH), 1710
(C=0),1635 (CH=N), 1570 (Ar), 1312 (SO,).
Cnexrp IIMP (AMCO, 8 m. n.): 1,0 ¢ (2H, CH,),
3,9 ¢ (20Me), 4,5-4,8 M (2H, CH,), 5,0-5,3 M (2H, CH,),
5,8 ¢ (1H, MeC = CH), 6,5-6,9 m (3H apom.), 7,0-7,3 m
(2H. apom.), 7,6 1 (2H apom.), 8,1 ¢ (1H apom.), 8,7 ¢
(1H, CH =N). 10,6 ¢ (1H, OH), 11,7 ym.c. (1H, NH).

ABtop Omaromapen corpynHukam FOkHOTO HaydHO-
uccnegosarenpckoro naeruryra (CLIA) 3a momomnts
MPU OMPEIEICHUH MPOTUBOTYOSPKYIIE3HON aKTHBHOCTH
CHHTE3UPOBAHHBIX COCANHECHUIA.
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