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154*. MUPUMHUINH-2-UTAMUJBI 1-R-4-T'NAPOKCH-2-OKCO-
1,2-IMT'NIPOXUWHOJINH-3-KAPBOHOBBIX KUCJIOT.
CHUHTE3, CTPOEHUE, CBOUCTBA

C menpio moCIenyIIUX MUKPOOHOIOTHIECKAX HCIBITAHUNA OCYIIECTBIICH CHHTE3
cepur MUPUMHUANH-2-WIaMuIoB 1-R-4-Tuapokcu-2-okco-1,2- muruapoxXuHoauH-3-Kkap0o-
HOBOM KHCIIOTBl. YCTaHOBJIEHO, 4TO B JICASHOW YKCYCHOM KHCIOT€ IIOJy4YEHHbIE
coeanHeHus: OpomupyroTcs | 5KB. OpoMa B IIOJIOKEHHE 5 MUPUMMIMHOBOTO sifpa.
HckirodeHne coCTaBISeT TONBKO 1-aJUTMIIBHOE TPOM3BOJHOE, KOTOPOE B YKa3aHHBIX
YCIIOBHUSIX TO/BEPraercsi reTepOLUKIN3AlMd B MUPUMUIAMH-2-WIaMu] 2-OpOMMETHII-
5-okco-1,2-muruapo-SH-okcazoio[ 3,2-a|xuHomuH-4-KapOOHOBOM KUCIOTHL. [IpuBOIATCS
pe3ynbTaThl  W3y4YEHHS  IPOTHBOTYOEpPKYJIE€3HOM  aKTHBHOCTM  CHHTE3MPOBAHHBIX
COEIMHEHUH.

KuioueBble cjioBa: 2-aMUHOMTUPUMUINH, 1-R-4-ruapokcu-2-okco-1,2-auruapoxuHo-
TuH- 3-kapOokcamMuIbl, OpOMUpOBaHHE, IPOTUBOTYOEPKYJIe3Hast aKTUBHOCTE, PCA.

[MupuMuIUHOBEIE OCHOBaHHS OTHOCSATCS K YMCITy HanboJiee pacrpoCTpaHeH-
HBIX B IPUPOJE TETEPOLUKINYECKUX CUCTEM. BXOIs B COCTaB HYKICHHOBBIX
KHCIOT M KO(EPMEHTOB, STH COCIUHCHUS NPUHUMAIOT HEMOCPEICTBEHHOES
y4acTHe B KOJUPOBAHWUU W Tiepeiaue HACICICTBEHHON mH(opMaluu, B oOMeHe
VIJIEBOAOB U JICIUTHHA, a TAK:KE€ BO MHOTHX APYIHX BXKHEUIIUX I JKUBOT-
HBIX W PacTeHWil Omoxumuueckux mporeccax [2]. OTcioma U Ype3BBIYANHO
IIUPOKUI CHEKTP OWOJIIOTUYECKHX CBOMCTB NPUPOJIHBIX HHPUMHUIAMHOB: OT
BUTAMUHOB W PETYJIATOPOB OMOCHHTE3a IMPUHAUICKAIIUX TOMY HIH HHOMY
KUBOMY OpPTaHU3MY OEJIKOB JI0 aHTUOMOTHKOB, aJTKAIIOUIOB U OJHOTO U3 CaMbIX
MOIIIHBIX HEOEIKOBBIX HEHPOTOKCHMHOB — TeTpoaoTokcuHa [3]. EcrtecTBeHHO
(hapMarieBTUYECKass XUMUSI HE MOTJIa OCTaBaThCsl B CTOPOHE OT TIEPEUYHCICHHBIX
(akToB. B pe3ynprare K CErofHsAITHEMY HIO Ha OCHOBE MUPUMHUIMHA CO3/IaHO
U yXe MPUMEHSETCS MEAUIMHCKOM mpakTukoi okono 100 CHUHTETHUYECKUX
JICKAPCTBEHHBIX MpernapaToB [4]. BONBIIMHCTBO W3 HUX BXOAT B YETHIpE 00-
IIMPHBIC KATETOPHH XOPOIIO U3BECTHBIX JICKAPCTB: 0apOUTYypaThl, CyIb(haHmII-
aMHJIbl, AaHTUMUKPOOHBIC MHPUMUIUH-2,4-THAMUHBI U TPOTHUBOOIYXOJICBBIC
areHtsl [3]. MeHee npeacTaBUTENbHBIE, HO OT 3TOTO HE MEHEE 3HAYUMBIE IS

* Coobmenne 153 em. [1].
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3IpaBOOXpaHEHUsT M Takue (apMaKOJIOTUUECKUE TPYIIbI, KaK UYPETHKH,
AHTUTUIEPTEH3UBHBIE W MPOTHBOTUCTAMUHHBIE CPEACTBA, AaHTUKOHBYJIBCAHTHI,
BUTaMUHBI U Jpyrue [3, 4].

UccnenoBanns mUpUMHUIMHOB HAa 3TOM, KOHEYHO K€, HE MPEKPaTHIINCh U
B ITOCJIETHEE BpeMs MOSBIIIMCH MpEnaparsl sl JICUeHUs paka [5], rpuOKOBBIX
nmopakeHuit y neteit [6], 6omesnu Ambireiimepa [7], rematuta B [8], CITM/a [9]
u apyrux BUpycHbIX uHGekiui [10]. OcoOeHHO MHOTO MyOJMKalMi MOCBS-
IIEHO TIOMCKY HOBBIX 3(()eKTHBHBIX aHTUMHUKOOAKTepHaIbHbBIX cpencTs [11-16],
YTO 00BACHAETCS HEOOBIYaHO BHICOKUM BCILIECKOM 3a00JI€Ba€MOCTH TYOepKy-
JIe30M, JOCTHUTIINM BO MHOTHX CTpaHax MHpa MaciTaboB smuaeMuu. Heobxo-
JUMOCTh B IIHPOKHUX HCCIIEOBAHUSAX TaKOTO pPOJAa IUKTYeTcs elle U CKIOH-
HOCTBIO BO30ynuTens 00Je3HH — MHKOOAKTepui TyOepKyse3a — K aKTHBHBIM
MYTaIHsIM, CIOCOOCTBYIOIIUM OBICTPOW BBIPA0OTKE PE3HCTEHTHOCTH (YacTo
MHOXECTBEHHOM) K H3BECTHBIM ITPOTHBOTYOEPKYJIC3HBIM JICKAPCTBAM.
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Tabnuma 1

XapaKkTepuCTHKH NMPUMUAHH-2-1IaMuA0B 1-R-4-ruapokcn-2-okco-
1,2-1MruApoOXMHOIUH-3-Kap0OHOBLIX KHc10T 1 1 3

Co- Haiineno, % ITporuBoTyGepKy-
Boruucneno, % o Jie3Has
enu- BpyrTo- T. mn., °C | Beixon,
Ho- bopmysia (IMDA) % aKTHBHOCTb.
3anep:kka pocta
HUE C H N
M. tuberculosis, %
la C14HoN4O5 59.66 | 3.68 | 19.76 332 85 0
59.57 | 3.57 | 19.85 | (cpazn.)
1b Cy5HoN4O5 60.94 | 4.20 | 19.02 | 237-238 83 0
60.81 | 4.08 | 1891
1c Ci6H14N4O5 62.07 | 4.65 | 18.13 | 216-218 90 0
61.93 | 4.55 | 18.05
1d Cy7H14N4O5 63.24 | 431 | 17.44 | 199-201 86 0
63.35 | 438 | 17.38
le C17H6N4O5 62.82 | 5.08 | 17.32 | 205-207 82 0
62.95 17.27
1f C1gHsN4O3 63.97 | 5.45 | 16.67 | 184-186 85 13
63.89 | 5.36 | 16.56
1g C1gHsN4O3 63.95 | 5.30 | 16.65 | 175-177 89 28
63.89 | 5.36 | 16.56
1h C19H50N4O3 64.64 | 5.66 | 15.81 | 162-164 81 91
64.76 | 5.72 | 15.90
1i C19H50N4O3 64.82 | 579 | 15.83 | 171-173 83 93
64.76 | 5.72 | 15.90
1j CpoH2oN4O3 65.64 | 6.12 | 15.21 | 159-161 80 99
65.56 | 6.05 | 15.29
3a Ci14HoBrN,O; | 46.45 | 2.58 | 15.63 311 90 0
46.56 | 2.51 | 15.51 | (cpa3n)
3b CisH BrN,O5 | 47.91 | 2.88 | 15.04 | 264-266 84 0
48.02 | 2.96 | 14.93
3c CiH13BrN4O5 | 49.30 | 3.45 | 14.28 | 243-245 86 0
49.38 | 3.37 | 14.39
3d | C;7H;3BrN4O; | 50.97 | 3.32 | 14.04 | 231-233 80 0
50.89 | 3.27 | 13.96
3e Ci7HsBrN,O5 | 50.56 | 3.67 | 13.80 | 240-242 85 0
50.64 13.89
3f | CigHisBrN,O; | 51.93 | 4.03 | 13.32 | 232-234 82 0
51.81 | 4.11 | 13.43
3g CigH;sBrN4O; | 51.89 | 4.14 | 13.48 | 244-246 84 0
51.81 | 4.11 | 13.43
3h | CgH;oBrN4Os | 53.03 | 4.53 | 13.10 | 229-231 80 0
5291 | 444 | 12.99
3i CioH1oBrN4O; | 52.88 | 4.49 | 13.06 | 235-237 81 0
5291 | 444 | 12.99
3j CyHBrN4O; | 53.87 | 4.66 | 12.69 | 224-226 79 0
5394 | 475 | 12.58
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Hamu yxe HEOIHOKpaTHO OTMEYalach BBICOKAas aHTUMHKOOAaKTepHallbHAs
AKTUBHOCTh aMUIUPOBAHHBIX MPOM3BOAHBIX 1-R-4-ruapokcu-2-okco-1,2-mau-
THIPOXUHONHH-3-KapOOHOBBIX KHCJIOT W, B MEPBYIO OYepenb, TeTapruiIaMHuI0B
[17, 18]. JlanHOE COOOIICHHE SIBJIACTCS JOTMUSCKUM IMPOJODKEHUEM HAYaThIX
paHee pabOT W C Y4YeTOM TMPHUBEACHHBIX BHIIIE APTYMEHTOB IIOCBAIICHO
nupuMuAnH-2-mwiamMugaMm  la—j. X cHHTE3 OCYIIECTBICH TPaAUIIOHHBEIM
METOJIOM, T. €. peakieil 3TUiIoBbIX 3¢pupos 1-R-4-runpokcu-2-oxco-1,2-mu-
THIPOXUHONHH-3-KapOOHOBBIX KHCIOT 2a—j C 2-aMUHONUPUMHUIMHOM B
ycioBusx Tepmoiusa. Kak u B cimydae ¢ 2-amuHomupuauHoMm [17], amumm-
pOBaHHE TIPOTEKAET C JOCTATOYHO XOPOIIMMH BbIxoaaMu (Tabia. 1, CHEKTpbI
SMP 'H npuseneHsl B Ta6nm. 2), HECMOTpS Ha CYIIECTBEHHOE CHHIKCHHE
PEaKIMOHHON CIIOCOOHOCTH aMHUHHOTO KOMITOHeHTa. ClemyeT JIUIIb Toa4uep-
KHYTb, YTO 2-aMUHOTIMPUMHUINH NPH HATPEBaHHUHM JIETKO BO3TOHSETCS, IIOITOMY
JUIA TIPEeJOTBpAIlleHUs] HEONpaBIaHHBIX MOTEph IEpel CIJIaBICHHEM B peak-
IUOHHYI0 CMeCh HE0OXOoAuMO J00aBiIATH HEOONBIIOE KOJIUYECTBO BBICO-
KOKHUIIAIIero pactBoputens (Hampumep, IM®PA), Torma kak OOBIYHO €ro
MPUCYTCTBHE XOTh U XKEJATENbHO, HO HE 0053aTeNbHO.

AHaNOTMYHO MONYYEHHI U 5-OpoMnupuMuanH-2-unamuasl 3a—j (tadm. 1, 2),
XOTSI MX CHHTE3 (10 KpalHel Mepe, TEOPEeTHYECKH) BO3MOXKEH U APYTHM ITyTEM —
OpOMHUpOBaHHEM HE3aMEIICHHBIX aHAIOTOB coenuHeHuil 1a—j. OGocHOBaHMEM
JUIS paCCMOTPEHUS 3TOr0 IKOHOMUYECKH 00Jiee BBITOTHOTO YXKe TOJNBKO 3a CUET
OTKa3a OT WCIHOJBb30BaHMUA JOPOTOCTOSIIETO 2-aMHHO-5-OpOMIUPUMUINHA
MeTOJIa CIIy>KUT criocoOHOCTh N-apui- u N-reTapui3zaMenieHHbIX 4-THIPOKCH-
2-0Kkco-1,2-TUTUIPOXUHONHH-3-KapOOKCaMHUIOB TPH HAJHYUHU OMpeeeHHBIX
CTPYKTYPHBIX TPEANOCHUIOK, KakK TMpaBHJIO, JIET4e BCErO OpPOMHPOBATHCS
WMEHHO B aMuIHBIA ¢parmeHT [19, 20]. OmHaKo WCKIIOYEHHS W3 JAHHOTO
MpaBujia He Tak y)X M penku. bornee Toro, MHOrAa JTOCTUTAETCS COBEPIICHHO
HenpenBuAeHHBIH pe3yasTar [20]. ['oBopsa mHade, oTBET 00 MCTHMHHOM IOBE-
JCHUU TOTO WM HWHOTO 4-TUAPOKCUXWHOJOHA-2 B YCIOBHSIX OpPOMHPOBaHMUS
MO’KHO TIOJYYHUTh TOJNBKO Oarofaps 3KCIEPHUMEHTY, KOTOPbIM 1 ObUI IPOBEJEeH
HaMHU Ha TpUMepe MUPUMUAMH-2-WiaMuaa 4-rupokcu-2-okco-1-atun-1,2-nu-
THIPOXUHONHH-3-KapboHoBo# kucnothl (1¢). HecBoiicTBeHHOE ApPYrMM XHHO-
TUH-3-KapOoKcaMuaaM TOBEACHHE OBUIO OTMEYEHO Ccpa3y Ke IIocle
npubaBieHnss 6pomMa B pacTBOop amuja lc¢ B JeAsHON YKCyCHOM KHCIIOTE —
BMECTO OOBIYHOTO IMPAKTUYECKH MIHOBEHHOTO OOCCIBEUMBAHHS HAOIIOACTCS
BBIMAJIEHNE CBETIIO-OPAH)KEBOTO KPHUCTAJUIMYECKOTO OcCajiKa. PeaknmnoHHyIo
cMech pa30aBWIIM BOOH, OCANOK OTQHIBTPOBANHU, MEPEKPHCTAIUIM30BAIN U3
cmecu JIM®DA—-areToH U fanee Ui OJHO3HAYHOTO PEIICHHS BOIIPOCa O TOM,
B KAKOM K€ HMEHHO HampaBJIeHWH NPOILIO0 OpOMHpPOBAHME, HCIIOIb30BAIH
PCA, mo pmaHHBIM KOTOPOTO HEOXXMIAHHO OKa3ajloCh, YTO HCCIETyEMBbIi
oOpa3zell SBISETCS BCETO JIMIIL HCXOMHBIM MUPUMHIWH-2-unamugoM lc (cm.
PHUCYHOK, Ta0i1. 3 u 4).

bunmknuaeckuit ¢pparMeHT, THAPOKCUIIbHAS, KapOaMuIHas U KapOOHUIIbHAS
rpynmsl, a Takke atoM C(15) 3Toro coennHeHMs JIEKaT B OJHON TIIOCKOCTH
¢ Tounoctsio 0.03 A, uemy crnocoGcTByeT 06pa3oBaHKe CUIBLHBIX BHYTPHUMOJIE-
KYJISIPHBIX BOZOPOIHBIX cBsert O(2)-H(20)...0(3) (H...0 1.32 A, O-H...O
158°) u N(2)-H(2N)...O(1) (H...O 1.80 A, N-H...O 143°). O6pazoBanue
CHWJIBHBIX BOJOPOIHBIX CBSI3¢d NMPUBOAUT TAKXKE K INEpepacupeleieHHUI0
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CrtpoeHue MOJEKyNbl NUPUMUAMH-2-uiaaMuzaa lc ¢ Hymepanueil aToMOB

ANIEKTPOHHOH TUIOTHOCTH B XWHOJIOHOBOM ()parMeHTE, O YeM CBHICTENBCTBYET
ymmHenne cBsseir O(1)-C(9) 1.244(2) m O(3)-C(10) 1.251(2) A mo
CPaBHEHHMIO ¢ UX cpeHuM 3HauenneM [21] 1.210 A, cszu C(7)-Cg, 1.376(2) A
(cpennee 3mauenue 1.326 A), a Taxxke ykopouenue cpszeit O(2)—-C(7) 1.326(2)
(1.362) u C(8)-C(9) 1.449(2) A (1.455 A). TlupuMUIMHOBHIH 3aMeCTHTEIb
HaxoJUTCS B ap-KoHpopMaruu oTHocuTeabHO cBsizn C(8)—C(10) 1 HEeCKOIBKO
pasBepHyT  orHocuTenbHO  cBs3M  C(10)-N(2)  (TOpcHMOHHBIE  YTJIBI
C(11)-N(2)-C(10)-C(8) 173.9(1)°, C(10)-N(2)—C(11)-N(@3) —13.2(2)°), uro,
BEPOSITHO, OOBSCHSAETCS OTTAIKMBAaHHEM MEXKIy aTOMOM KHCIOpoaa KapO-
aMHJIHOH TPYNIBl U apOMaTHYECKUM LHUKIOM (YKOPOUEHHBIH BHYTPHMOJIEKY-
nspHbIi koHTakT N(3)...0(3) 2.76 A (cymma BaH-1ep-BaaibCoBBIX panuycos [22]
2.79 A). D1o e OTTanKUBaHHUE, TO-BUAMMOMY, OOYCIOBIHBACT U YIMHEHHE
csasu N(2)—-C(11) 1.399(3) A mo cpasnenuto ¢ ee cpenaum 3Hadennem 1.380 A.

JloCTaTOYHO CHIIBHOE OTTAJIKMBAHUE MEXKAY OTHIBHBIM 3aMECTUTEIEM IPH
arome N(1) ¥ XWHOJOHOBHIM (parMeHTOM [YKOpOUEHHBIE BHYTPHMOJIEKY-
nspabie  kKoHTakThl H(2)...C(15) 2.53 (2.87), H(2)...H(15a) 2.05 (2.34),
H(15a)...C(2) 2.58 (2.87), H(15b)...0O(1) 2.28 (2.46) u H(16c)...C(2) 2.85 A
(2.87 A)] npuBomut k ymmmHenmo cesseit N(1)-C(9) 1.386(2) n N(1)-C(1)
1.390(2) A mo cpaBHeHmio ¢ mx cpemHMMH 3HaueHmaMu 1.353 u 1.371 A,
COOTBETCTBEHHO, YTO HAOMIOAATIOCh U B JPYTHX PaHEe M3YUEHHBIX COCIUHEHMSIX
XMHOJIOHOBOTO psifia. AJKWIBHBIN 3aMECTUTENb PACIOJIOKEH TakKUM 00pas3oM,
yto cBsi3b C(15)-C(16) mpakTHYeCKH MEPHEHIUKYIIpHA TUIOCKOCTH OHMIIUKITH-
geckoro (parmenta (TopcuonHbIi yron C(9)-N(1)—C(15)—C(16) 95.5(2)°).

B kpucramie Monexkyiasl NUpUMUAMH-2-uiamuaa lc oOpas3yloT nBa Tuma
cioeB. OHM clOW MapaieNbHbl KpucTamiorpadguyeckoii miockoctu (1 1 0),
a BTopele — Mockoctd (—1 1 1). Monexkymasl BHYTpH CloS CBS3aHBI claboi
MEXMOJEKYJsIpHOM Bomopoxnoit cesa3pio C(12)-H(12)...0(3)' (1-x, -y, —2)
H...02.43 A, C-H...0 159°.
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Jmunb cBsizeii (/) B CTPYKTYpe MUPAMUIMH-2-iIaMuaa 1c

Tabnuma 3

Cas13b LA Casi3b LA
N(1)-C(9) 1.386(2) N(1)-C(1) 1.390(2)
N(1)-C(15) 1.470(2) N(2)-C(10) 1.348(2)
N(2)-C(11) 1.399(2) N3)-C(11) 1.327(2)
N(3)-C(12) 1.332(2) N(#)-C(11) 1.329(2)
N(#)-C(14) 1.336(2) O(1)-C(9) 1.244(2)
0(2)-C(7) 1.326(2) 0(3)-C(10) 1.251(2)
C(1)-C(6) 1.399(2) C(DH-C(2) 1.401(2)
C(2)-C3) 1.365(2) C(3)-C(4) 1.383(2)
C4)-C(5) 1.373(2) C(5)-C(6) 1.397(2)
C(6)-C(7) 1.443(2) C(7)-C(8) 1.376(2)
C(3)-C(9) 1.449(2) C(8)-C(10) 1.470(2)
C(12)-C(13) 1.359(2) C(13)-C(14) 1.360(2)
C(15)-C(16) 1.505(2)

Tabnuma 4

BasieHTHBIE YIUIbl (®) B CTPYKTYpe MUPUMHANH-2-u1amMuaa lc

BanenTnsiit yroa , Tpasu. BanenTnsiit yroa , Tpasu.
C(9)-N(1)-C(1) 122.9(1) C(9)-N(1)-C(15) 117.0(1)
C(1)-N(1)-C(15) 120.0(1) C(10)-N(2)-C(11) 129.0(1)
C(11)-N(3)-C(12) 115.2(1) C(11)-N4)—-C(14) 114.6(1)
N(1)-C(1)-C(6) 119.8(1) N(1)-C(1)-C(2) 121.9(1)
C(6)-C(1)-C(2) 118.3(1) C(3)-C(2)-C(1) 120.2(2)
C(2)-C(3)-C4) 121.6(2) C(5)-C(4)-C(33) 119.2(2)
C(4)—-C(5)-C(6) 120.3(2) C(5)—-C(6)-C(1) 120.3(1)
C(5)-C(6)-C(7) 121.1(1) C(1)-C(6)-C(7) 118.6(1)
0(2)-C(7)-C(8) 122.0(1) 0(2)-C(7)-C(6) 117.1(1)
C(8)-C(7)-C(6) 120.9(1) C(7)-C(8)-C(9) 120.0(1)
C(7)-C(8)—-C(10) 118.0(1) C(9)-C(8)—C(10) 122.1(1)
O(1)-C(9)-N(1) 118.9(1) O(1)-C(9)-C(8) 123.4(1)
N(1)-C(9)-C(8) 117.7(1) 0(3)-C(10)-N(2) 122.5(1)
0O(3)—-C(10)-C(8) 119.9(1) N(2)-C(10)-C(8) 117.6(1)
N(3)-C(11)-N(4) 127.5(1) N3)-C(11)-N(2) 119.3(1)
N(4)-C(11)-N(2) 113.2(1) N(3)-C(12)-C(13) 122.6(2)
C(12)-C(13)-C(14) 117.2(2) N(4)-C(14)-C(13) 122.9(2)
N(1)-C(15)-C(16) 112.0(1)

Ckopee Bcero, NpUYMHON HeEyJaBIIErocss OpOMHUPOBAHUSA MHUPUMHUIMH-2-
wiamMuaa 1c sBisercs To, 4TO B peakiiyu ¢ OpOMOM OH MO TUITy IHpuAnHa [23]
CHauana oOpa3yeT He OTJIMYAIOIIUICS BBICOKOW PEAKIIMOHHOW CIIOCOOHOCTHIO
nepopomMua 4c¢, JIETKO pa3lararolluiics IMpU TOCIEIYIONIEM BBIICICHUH U
OYHUCTKE. DKCIIEPUMEHTAbHOE MOATBEPIKICHHE TAKOMY BBIBOJY OBLTO HaIEHO

726



rmociie M3MEHEHHs YCIIOBHH CHHTEe3a, KOrja OO0pa3oBaBIIyIOCA B pe3yJsbTaTe
npubaBiieHus OpoMa pEaKIMOHHYI0 Maccy Tmepell pa30aBlieHHEM BOJOM
MPEABAPUTENBHO TPOKUIISTHIN 10 obecuBeunBanus (~3 4). CpaBHUTEIBHBIH
anamm3 crektpoB SIMP 'H mosydueHHOro nmpu 3ToM coeMHEeHHs H aMuaoB ¢ u
3c (T. e. BEIIECTB C 3aBEJJOMO M3BECTHBIM CTPOCHUEM) ITOKA3al, YTO CUTYaIlHs
pe3Ko MeHseTcs U OpOMHpPOBaHUE AEHCTBUTENBHO MPOUCXOIUT — COAEp KaHUE
OpOM3aMEIICHHOTO MPOU3BOJHOIO B CMECH COCTaBisAeT okojo 40%, mpuueMm
JNEeKTpOPUIBPHOW aTake TIOABEpPraeTcs MCKIIOYUTEIBHO TOJIOKEHHE 5
MUPUMUAIMHOBOTO sifipa. DakT OpOMHpPOBaHHS MOATBEP)KIEH W MAacc-CIEKTPO-
METPHUYECKH, a er0 HalpaBIEHHE — XPOMaTO-MacC-CIeKTpOMETpHUYeck. M XoTs
B MOCTIEIHEM CITy4ae HU OJMH U3 KOMIIOHEHTOB aHAJIM3UPYEMOM CMECH HE CMOT
MPeoIoEeTh KOJOHKY Ta30BOro xpomarorpada 0e3 AecTpyKIHU, TEM HE MEHeEe,
ObLT OOHapY)KEH TOJBKO OJUH COJepKalluid OpoM (parMeHT — MM OKazajics
2-aMHHO-5-OpoMrupuMuanH. Ero naeHTHQHUIUpOBaIl CpaBHEHHUEM JKCIIEpH-
MEHTAJIBHOTO CIIEKTPa CO B3SATHIM M3 BHYTPEHHEW OMOIMOTEKHM Macc-CIIeKTpo-
MeTpa CHEeKTPOM CTaHAAPTHOTO 00pa3ia.

W3 npoBeneHHBIX HCCIE0BAHUMN CIIEAYET, YTO CHHTE3 5-OpOoMIINpUMHIUH-2-
wiaMuoB 3a—j myTeM OpOMHpPOBaHUS HE3aMEIICHHBIX aHaloroB la—j Gpomom
JeCTBUTENBHO BO3MOXKEH, XOTA U TpeOyeT CyIiecTBEHHOH AopadoTku. OaHaKo
JUIS OJHOTO W3 NHPUMHIWH-2-WIAMUAOB, & WMEHHO |-aJUIMIBHOTO TPOH3-
BoaHoro 1d, momoOHas cxemMa HE MOXKET ObITh peaM30BaHa B IPHHIIUIIE.
B orimure oT paccCMOTPEHHOTO BBIIIE MPUMEPA, STO COCTUHEHHE OPOMHPYETCsI
OYeHb JIETKO — peak[us IMPOXOJUT MPAKTHYECKH MIHOBEHHO YK€ IpHU
KOMHATHOM TeMIlepaType.

XapakTepHOH OCOOEHHOCTBIO MAacC-CIEKTPOB MUPUMHINH- U S5-OpoM-
MUPUMUANH-2-WIAMHAIIOB  4-THAPOKCHU-2-0KCO-1-3THiI-1,2- TUTuApOXUHOINH-3-
kapO6oHOBOM kucnoThl (le¢ u 3¢) sBIseTcs NEepBOHAYAIBHBIA pa3pbiB IO
JNeHCTBHEM JJICKTPOHHOTO yJapa rerapuiaMuaHoi cBs3u. CrnocoOHOCTh
4-TUIPOKCUXUHOJIIOHOB-2 JIETKO IpeBpaIlaThCsi B TayTOMEpHYIO 2,4-THOKCO-
(dhopMy MPUBOANUT K TOMY, UTO paciaj] MOJICKYJSPHBIX MOHOB amuaoB l¢ u 3¢
MPEUMYIIECTBEHHO TPOXOJUT IO KETEHOBOMY THIIY, B pe3yJbTaTe dYero
0o0pa3yloTcs JBa THIA OCKOJIOYHBIX HOHOB: KeTeH 6 ¢ m/z 215 W KaTuoH-
panuKaibl 2-aMUHOIMPUMUAUHOB 7a 1 7b ¢ m/z 95 u 173/175 cOOTBETCTBEHHO.

o )O

— @ff

+ - IT] O
Et

H(Br
OH 0O N%T (B
N N)\\ 6 m/z 215 (100%)

H +-

I|\I o N7 H(Br)
Et Lo )\\ |
HN N
1c m/z 310 (35.8%),

2
3¢ m/z 388/390 (18.1/17.0%) 7a m/z 95 (21.8)
7b m/z 173/175 (25.0/23.1%)

[Ipu mecTpyKiuu MOJEKYISIPHOTO HOHA MPOAYKTa OPOMHUPOBAHHUS |-allTHiTh-

727



HOTO Tpou3BOAHOrO 1d B TeX k€ yCIOBHSX YETKO NMPOCIEKUBAIOTCS YK€ TPH
HanpasineHus. Cynsd 1O WHTEHCHBHOCTH IIMKOB, OCHOBHOE U3 HHX TaKxke
Ha4YMHAETCS C pa3pblBa aMUIHOM CBSI3HU, HO HE 10 KETEHOBOMY THILY, TOCKOJBKY
JUIA 3TOTO, BEPOSATHO, YXE€ HeT CTPYKTYpHBIX TMpPeArnocbulok. Jlpyras
OTIIMYUTENbHAs OCOOEHHOCTh — aTOM OpoMa MpH 3TOM OCTAaeTCs HE B aMHHHOM
¢parmenrte, a B amwiuii-katiuone 8 ¢ m/z 306/308, U3 KOTOpPOro OH IMOCIHE
npensapureibHoro BeiOpoca CO asnumuumMpyercs B Buie HBr, oOpasys
MeTHIeHOKcasonoxuaonon  10. OxHako, mo mgaHHBIM crektpa SIMP 'H,
B pacCMaTpUBaeMOM XHMHYECKOM MpeoOpa3oBaHMM yYacTUS HE MPUHUMAIOT
HU MUPUMHUIMHOBOE PO, HU OEH30JIbHAs YacTh MOJEKYJBl XuHoJoHa. Cytect-
BEHHBIE M3MEHEHUs MpeTepreBaeT TOJBKO |-almuibHbI 3amectutens. Coro-
CTaBJICHUE BCEX 3THX (aKTOB JAaeT OCHOBAHHS Uil YTBEPXKIEHHS, YTO COOT-
BETCTBOBATH OMHCAHHBIM CBOMCTBAM, OYEBHIHO, MOXET TOJBKO OJHO BEIIECTBO,
KOTOPOMY CIIeyeT MPUTHCATh CTPOCHUE NHPUMHINH-2-MIaMuaa 2-0pOMMETHII-
5-okco-1,2-murnapo-SH-okcazono| 3,2-a | xuHonnH-4-kapOOHOBOM KUCTOTHI (5).

BeposiTHOCTh BTOpOTO HampaBieHus (parMeHTalUHd MOJEKYJISIPHOTO HOHA
ammza 5 MpuMepHO B YeThIpe pa3a HuXke mepBoro. Havanom atoro mpomecca, B
KOHEYHOM HTOT€ MPHUBOIAIIETO K YHIOMSAHYTOMY BBIIIE KaTHOH-PaJAUKAIy
METHJICHEOKca3oMoxuHooHa 10, ciayXUT TUNUYHAs Uit OpOMCOJepIKalinx
OpPraHWYecKHX CcOoeAWHeHuil moreps Mmosiekynsl HBr, mocnme wero ciemyer
MO3TAaNHOE 3JIMMHMHUpOBaHUE 2-aMuHomupuMmuauHa w3 amuga 11 u CO wu3
aribHOrO (pparmenta 12.

HanmMeHee BepoOsTHBIN, HO, TEM HE MEHEE, UMEIOIIUN MECTO, TPETUH MyTh
pacmaga MOJEKYJISpPHOTO MOHA aMHUAa 5 3acily’KMBaeT OTAEIbHOTO0 BHUMaHUS
M3-32 HEOOBIYHOTO ISl 4-THAPOKCUXWHOJIOHOB-2 MEPBOHAYAIHLHOTO ITUMUHU-
poBanug CO, HCTOYHHKOM KOTOpOTO sBIseTcs 4-KapOOHWJIbHAS TpyIa
MUPUIOHOBOTO IHKJIA. DTa OCOOCHHOCTH €IlIe pa3 CBUACTEILCTBYET O TOM, UTO
B OCHOBE HM3y4aeMOI'0 BEIIECTBA JEKHUT HE 4-TUIAPOKCH-1,2-TUTHIPOXUHOIU-
HOBOe sApo wucxomHoro amuma 1d, a  4-okco-1,4-auruapoXuHOIUH.
CrnenoBaTenbHO, M BBIBOA OTHOCHTENFHO CTPOCHHSI aMuaa S5 ObuT caenaH
npaBwiIbHBIA. JlanmpHeilmas ¢parmeHTanys o0pa3oBaBIIErOCs IEPBHYHOTO
OCKOJIOYHOTO HOHA MHUPUMHIWH-2-UIaMuaa 2-0poMMeTii-2,3-AuruapooKca-
30110[3,2-aJunnon-9-kap6oHoBoi KUCIOTH (13) TPOUCXOAUT MO OOBIYHOM
cxeme: oTmeruienne HBr — pa3pelB aMuIHOW CBSI3M B METHIJIEHOKCA30JI0-
uHpone 14 — nexapOoHMIUpOBaHUE KaTHoHa 15.

Cnektp SIMP 'H (ocobenno ero "amudaTuueckas”" 4acTh) MO aHAIOTHH C
MIPEABIAYIIUMA UCCIEAOBaHUIME [24, 25] TakxKe CBUIETEIBCTBYET O TOM, YTO
OpoMupoBaHue |-amuipHOrO mnpou3BonHoro 1d compoBokAaeTcst rerepo-
IUKIM3ae W TpUBOAUT K oOpa3zoBaHuio amupa S. Haumbonee Becombie
apryMeHTBl B TIOJB3y HPEINIOKEHHOW CTPYKTYpbl OCHOBaHBI Ha aHaJM3e
nsymepHoro crnekrpa NOESY u cmektpa rereposiaepHO KOppensuOHHOM
cnektpockonmnu HMBC. B wacthHoctu, skciepument NOESY mokasan, uto
Haxogsmecs pu 4.75 u 4.35 M. 4. CHUTHaIBl MMPOTOHOB OJHON W3 METHIIC-
HOBBIX TPYIII MPOSIBIAIOT CHIbHBIN 1290 ¢ curHamoM apoMaTHYECKOTo IMPOTOHA
mpu 7.55 M. O. DTO CBUIETENBCTBYET O IMPOCTPAHCTBEHHOW OIU30CTH
YKa3aHHBIX MPOTOHOB W BO3MOKHO JIMIIb B CIIydae, €ClId OKCAa30JHIWHOBBIN
LUKJI COYJICHEH ¢ peOpoM a XUHOIUH-4-0Ha.
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Tabnuma 5

Hoanblii nepedens rereposizepusix 'H-""C xoppessiuuii,
HaliIecHHBIX /I OKCA30JI0XHHOJINHA 5

'H CHUrHAII, [TonoxxeHust Kpocc-NMKOB B U3MEPEHUN 13C, S, M. 1.

O, 2 HMQC HMBC

13.11 - 158.5; 96.1

8.67 159.0 158.5;117.1

8.28 127.1 135.2; 134.2; 177.8

7.82 134.2 135.2; 127.1; 116.7

7.55 116.7 125.3; 124.2; 177.8

7.50 125.3 135.2; 134.2; 127.1; 124.2; 116.7
7.17 117.1 159.0

5.73 81.2 35.1;163.4

475 493 81.2;35.1;163.4

435 493 81.2;35.1;163.4

4.08 35.1 81.2;493

B skcnepumentax HMBC 1 HMQC 1o rereposiaepHol KOppemnsiiuy ObLIH
00OHapy KeHbI KPOCC-TTUKH, KOOPIWHATHI KOTOPHIX CBEACHHI B Ta0I. 5.

Ha6monaromuecst B ciekrpax HMBC u HMQC kpocc-nuku MO3BOJISIFOT
HaJeKHO MHTEPIPETHUPOBATh BCE yIepoHble curHaibl. Ha cxeme mpuBeneHsl
HalileHHble U1 MCCNIEIyeMOTO COGJMHEHHs reTeposjepusie 'H—"C
KOppEeJSliY, TIe CTpelKaMH IIoKa3aHbl BaxkHeimme koppemsuun HMBC,
MOCITY>KUBIIIFE OCHOBAaHUEM I CACTAHHBIX OTHECEHHH.
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Hanuuue B uccnemyemoil MoseKkysie aHHEIMPOBAHHOTO € SAPOM XMHOJIHMH-
4-0Ha OKCa30JIMAMHOBOTO (pparMeHTa MOATBEPKIACTCS KPOCC-TTMKAMU MEXITY
atomoM C(3a) ¢ xuMudeckuM caBuroM 163.4 M. 1 W CHUTHajJaMu IIPOTOHOB
N-METHJIEHOBOTO 3BEHA, a TaK)Ke PaclONIOKEHHOH IO COCEICTBY C TeTepo-
LIUKINYECKUM aToMOM Kucnoposa rpynmsl CH. Jlokanuzarus mupuMuIn-2-ui-
AMUHOKapOOHWJIBHOTO 3aMECTHTENS CIIeAyeT M3 KOppesiuid, HalJeHHbIX
Mexnay curtaiom nporoHa NH u cocemHumu aTtomamu yriepoja. Becema
MOKa3aTesieH ¢ TOYKH 3PEHHUs] CTPOSHHS MOJIEKYJbl XHMHUYECKUI CABUT aToma
C(4), BxomsImero B COCTaB MUPUIUH-4-OHOBOTO IMKJIA U COCEACTBYIOIIETO C
nByMst KapOoHWIBHBIMH rpynmamu (96.1 M. 1.). I[lpakTuuecku Takoill xe
XMMHUYECKUI CABHT ObUI OOHapyXeH paHee M B OPYTUX OYCHb OJNM3KHX IO
CTPOEHHUIO OKCa30JI0XUHONINHAX [24, 25].

Taxum 06pa3oM, 6poMHUpPOBaHNE MOJIEKYJIIPHBIM OPOMOM MUPUMHUANH-2-HJT-
amuna 1-ammi-4-TuapoKCcH-2-0KCo- 1,2 - TUTHIpOXUHOIMH-3-KapOOHOBOH KHCIIOTHI
(1d) compoBoXkmaeTcss TreTepoOUUKIN3aAUeH W MPUBOIUT K MUPUMHUIANH-2-WII-
amuny S. Mexay TeM, BBICOKas CKOPOCTb 3TOH pEaKkIMHM HE IO3BOJISIET C
MOJTHOM yBEPEHHOCTBIO YTBEpPKIAaTh, YTO OHA O00S3aTEIBHO MPOXOIUT 4Yepes3
MPOMEKYTOYHOE 00pa3oBaHUE COOTBETCTBYoIIero mepbpomuna 4. Brpouewm,
IbTEPHATUBHBIA MEXaHU3M, IPU KOTOPOM OpOM cpa3y aTaKyeT HEeMOoCpEenCT-
BEHHO JIBOMHYIO CBS3b |-ajmMiIbHOTO 3aMecTuTens B amune 1d, Toxe ocTa- eTcs
10T BOTIPOCOM.

CrocoOHOCTh CHHTE3UPOBAHHBIX COCAMHEHHH in Vitro MHTHOMPOBATH POCT
Mycobacterium tuberculosis H37Rv ATCC 27294 uzydeHa paguoMeTpUUECKU
[26, 27] B pamkax wmexnayHapoaHoii mnporpammbl TAACF (Tuberculosis
Antimicrobial Acquisition & Coordinating Facility). [IpencraBnennsie B Tabm. 1
JaHHBIE MUKPOOHOJIOTHYECKOTO CKPUHHMHTA TIOKA3bIBAIOT, YTO B KOHICHTPALIUH
12.5 MKr/MJI He3aMEIICHHBIA B MOJOKEHUH | MUpUMHUIWH-2-miamua la, u ero
Ommkaiimme roMosoru 1b—e npoTHBOTYOEpKYIe3HBIMU CBOMCTBAME HE 00IAIal0T
BoBce. CnaboBbIpa)kKeHHAs! aKTHBHOCTH MOSBISIETCS HadyuHas ¢ OyTHIIBHOTO
npousBogHoro 1f, omgHako, mMpu [NanbHEHIIEM YJUIMHEHWH YIJIEBOIOPOIHOM
LENOYKHU |-aNKMIbHOTO 3aMEeCTUTENS OHA OBICTPO BO3pacTaeT M y MHUPU- MUIAHUH-
2-unamuga 1-rexcuin-4-TuapoKCcH-2-0Kco-1,2- TMTHIAPOXUHOINH-3-KapOo- HOBOI
kucioTs! (1j) mocTuraer mMpakTUYECKH MAKCUMAIHHO BO3MOKHOM BEITUYHMHBI —
pocT MukobakTepuil TyOepKyIe3a moj AeHCTBHEM 3TOTO BEIECTBA YTHETACTCS
Ha 99%. Tem cambIM elrie pa3 MOATBEPXKICHO IyCTh U HE OIpee- JIstomiee, Ho,
BO BCAKOM CITydae, BECbMa CYIIECTBEHHOE BIMSHHE |-aIKMIBHBIX 3aMeCTHTENeH
Ha MPOTHBOTYOEpKyJIE3HbIE CBOICTBa 4-ruapoxcu-2-okco-1,2-
JTUTHIPOXHUHOJIUH-3-KapOOKCaMUIOB B IeIoM. HecOMHEHHO, BO MHOTOM
BBICOKasg aKTHBHOCTh TaKUX COEIMHEHUH 3aBUCUT M OT CTPOCHHUS aMHUIHOM
gacTu MoJieKybl. Tak, HampuMep, BOMPEKH 0XKHUIAHUSIM BBIACHUIOCH, YTO aTOM
OpoMa B TOJIOKEHUH 5 THUPUMHIMHOBOTO SApa — aMUAbl 3a—j — TMOJHOCTBHIO
JIe3aKTUBUPYET MOJIEKYIY.

IKCHEPUMEHTAJIBHAA YACTbD

Crextpsl AIMP 'H u PC okca3zonoXuHoNMHA 5, SKCHEPHUMEHTHI 0 JABYMEPHOIA
cnexrpockornuu SIMP 'H COSY, romosinepromy sddexty Opepxayzepa NOESY-2D, a
Takke  TrereposiiepHble  KkoppemsiuuoHHele  cnektpel HMQC u HMBC
3aperucTpUpOBaHbl Ha crekrtpomerpe Varian Mercury-400 (400 u 100 MIn
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coorsercteenHo 'H i °C). Bee 1ByMepHbIe SKCIIEPUMEHTHI POBOIMIIH C IPaHCHTHOI
CeNEeKIMEell  TONIe3HBIX  CUTHAJIOB. BpeMs  cMmemmBaHMA B HMMITYJIbCHBIX
MOCJIEIOBATEILHOCTIX COOTBETCTBOBAJIO 1JCH =140 un 2’3JCH = 8 I'm. KomuuectBo
nHkpeMmeHTOB B criektpax COSY u HMQC coctasuno 128, a B cnekrpax HMBC — 400.
Bpewms cmemmBanus B skcriepumerTe NOESY-2D cocrasismo 500 mc. Cnexrpsr AMP
'H ocranpHbIX coeauHeHHil 3ammcaHbl Ha npuGope Varian Mercury-VX-200 (200
MTI1). Bo Bcex ciyuasix pactBoputens [JJMCO-dg, BuyTpennuii crangapr TMC. Macc-
U XpOMaTo-Macc-CIIeKTPOMETPHUYECKHE UCCIIE0BaHUs IPOBEAEHBI Ha npubope Varian
1200L B pekmMe TOJHOTO CKaHHWPO- BaHWA B AuanazoHe 35-700 m/z, moHU3AIWA
aneKTpoHHBIM yaapoMm 70 3B; BBox o0pasma, COOTBETCTBEHHO, MPSIMON MM 4epes3
ra3oBblii xpomatorpad. Ilapamerpsr xpomatorpaduueckoir komonku CP-SIL 8CB:
mmHa 50 M, BHyTrpeHHMH nuamerp 0.25 MM, HemonaBwkHas Qaza — IUIEHKa
nonucuiiokcana (5% audeHmImoNuciIokcan, 95% IMMeTHITOMNCHIIOKCAH) TONIIHHON
0.33 MM, ra3-HOCHTENb — TENHi, Temrmeparypa umikekropa 300 °C, temmepaTypa
HOHHOTO HcToyHMKa 250 °C.

AmuapoBanue 3TWIOBBIX 3¢upoB 1-R-4-ruapokcu-2-okco-1,2-1uruapoxuHonnH-
3-kapOOHOBBIX KHCIIOT 2a—j 2-aMHUHOTTUPUMHIHHOM WIH 2-aMHHO-5-
OpPOMIIMPUMHUIMHOM ITPOBEJICHO 110 ONMCAHHOM paHee Metonuke [18].

5-bpomnupuMuauH-2-uaamMug  4-rHAPOKCcH-2-0Kc0-1-3THi-1,2-TUrHAPOXHHO-
anH-3-kapooHoBoii kucaotsl (3¢). K pactsopy 3.10 r (0.01 mMonp) mupuMuanH-2-1II-
amuga 4-ruipokcu-2-okco-1-3tmi-1,2-1uruaApoXuHoIMH-3-kapOoHoBoit kucaoTel (1c¢)
B 50 MJI JIeisTHON YKCYCHOHM KUCTI0ThI iprbasisitoT pactBop 0.52 mi (0.01 mouns) Gpoma
B 5 Mi Toro e pactBopurens. [Ipu 3ToM cpasy ke BBINAJAET CBETJIO-OPAH)KEBBIN
0CaloK, PacTBOPSIOIIMIICS TNpPH MOCIEAYIOIEM HAarpeBaHUH. PeakIMOHHYIO CMech
KUIATAT 10 o0ecuBeyrBaHus (~3 4), MOCIE Yero OXJaXAaloT, pa30aBIIIIOT XOJOAHON
Booi u mpubasmsror Na,CO; mo pH ~ 5.5. BeyrenuBmmiics ocamok oTduibTpo-
BBIBAIOT, [IPOMBIBAIOT BOJOM, CyIIAaT U KPUCTALIM3YIOT U3 cmecu JM®PA—aueron. Ilo
nauHbIM crektpa SIMP 'H, nomyuenublii mpomykt Ha 40% cocToMT M3 S5-Gpom-
nupumMuanH-2-unamuaa 3c. Ocrapuumecs: 60% cocTaBisieT UCXOAHBIN He3aMelEHHBIN
NUpUMHUANH-2-unamus 1c.

B pesynbraTe 00pabOTKH BOJOH PEaKIIMOHHON cMecH, 00pa30BaBIIeHCs cpa3y ke
IOCJIe CMEIICHUS! MCXOJIHBIX PpEareHTOB, W MEPEeKPUCTAUIM3ALUN OIyYSeHHOTO
BewecTBa U3 cMecu JAM®DA—-aneToH MOay4yaroT TOIbKO WCXOIHBIM MUPUMUIUH-2-UII-
amup le.

PeHTreHoCTpyKTypHOEe mHcciegoBaHue. Kpucramisl mupuMuanH-2-miamuga le
MoHOKMHHEIE (13 cMecu JIM®A—aneton), mpu 20 °C: a = 7.765(1), b = 10.589(1),
c=17.902(2) A, B = 99.77(1)°, V = 1450.6(2) A°, M, = 310.31, Z = 4, npocrpau-
cTBeHHas rpymma P2,/n, dy.— 1.421 r/en’, p(MoKa) = 0.102 MM’I, F(000) = 648.
[TapameTpbl dneMeHTapHOW s4elku W wWHTeHCHBHOCTH 12 071 ortpakenus (4193
HE3aBUCUMBIX, R = 0.032) m3mepensl Ha qudpaxkromerpe Xcalibur-3 (MoKo-u3my-
yenne, CCD-meTeKTop, rpaMTOBBI MOHOXPOMATOD, (O-CKAaHUPOBaHHUE, 20, = 60°).

Crpyxkrypa pacmudpoBaHa IpsMbIM METOOM 10 kKoMiuiekcy nporpamm SHELXTL
[28]. TlonokeHus: aTOMOB BOJAOPOJA BBISBIEHBI U3 PA3HOCTHOI'O CUHTE3a 3JEKTPOHHOM
IUIOTHOCTH M YTOYHEHBI 0 Mojenu "Hae3fHuka" ¢ Ui, = nUqq (n = 1.5 114 MeTHIIbHON
rpynmsl 4 # = 1.2 I OCTaJdbHBIX aTOMOB Bogopoaa). IlomoskeHne aToMOB BOJOPO/a,
Y4acCcTBYIOIIMX B BO)IOpOZ[HOﬁ CBA3HU, YTOUHAJIOCH B M30TPOITHOM le/I6J'II/DKCHl/II/I.
CrpykTypa yrouneHa o F~ nomHomatpuunbiM MHK B aHH30TPONHOM TIPHOIIKEHHH
IUTST HEBOAOPOAHBIX aTOMOB 10 WR, = 0.093 mo 4123 orpaxenusm (R, = 0.039 mo 1582
otpaxenusiM ¢ F > 4c (F), S = 0.735). Ilonnas kpucramnorpaduueckas nHpopmaims
nerionnpoBaHa B KemOpumkckoM OaHKe CTpYKTYypHBIX AaHHBIX — aenoHeHT CCDC
672207. MexxaTOMHBIE paCCTOSHISI M BAJICHTHBIE YTIIBI IIPEICTaBICHEI B Ta0I. 3 1 4.

MupumuanH-2-wiaMua  2-6pomMeTnii-5-okco-1,2-muruapo-SH-okcazono(3,2-al-
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XHHOJIUH-4-KapOoHoBo# kucaoThl (5). K pacteopy 3.22 r (0.01 monp) nupumMuiuH-2-
wiamuga  1-aumn-4-TuapoKcH-2-0KCco- 1,2- TUruApOXUHOIMH-3-KapOOHOBOH  KHCJIOTHI
(1d) B 40 M nensHOW YKCYCHOM KHCIIOTHI TPH HMHTCHCHBHOM IIE€pEMEIIMBAHHUU
npubasistor pactBop 0.52 M (0.01 monp) 6Gpoma B 5 MJI TOro K€ PACTBOPHUTEIIS.
ObecuBeyrBaHre OpoMa MPOMCXOAUT MPAKTUYECKH MTHOBEHHO. PeakIMOHHYIO0 cMech
pa30aBISAIOT BOAOM, 3aTeM HeOosbmmMH nopuusmu npudasmstor Na,CO; 10 Tex mop,
moka pH cpensl He mocTurHET ~5.5, W ocTaBIsIOT HAa 12-14 9 mpH KOMHATHOM
temreparype. Ocaliok NUPUMHIUH-2-WIaMua S5 OT(QHUIBTPOBBIBAIOT, IPOMBIBAIOT
BOJI0i1, cymat. Beixon 2.76 1 (69%). T. mr. 170-172 °C (u3 stanona). Crexrp IMP 'H,
o, M. 1. (J, Tm): 13.11 (1H, ¢, NH); 8.67 (2H, n, J = 4.5, H-4',6' mupumunuHa); 8.28
(1H, n, J="7.8, H-6); 7.82 (1H, 1, J= 7.6, H-8); 7.55 (1H, o, J=8.2, H-9); 7.50 (1H,
T, J= 74, H-7); 7.17 (1H, 1, J = 4.6, H-5' nupumuauna); 5.73 (1H, m, NCH,CHO);
4.75 (1H, n. n, J=9.8 u J= 9.8, NCH); 4.35 (1H, n. n, J = 9.8 uJ = 6.7, NCH); 4.08
(2H, M, CH,Br). Cnextp SIMP “C, 8, m. a.: 177.8 (5-C=0), 163.4 (C-3a), 160.6
(CONH), 159.0 (C-4',6' mupumuauna), 158.5 (C-2' mupumuanna), 135.2 (C-9a), 134.2
(C-8), 127.1 (C-6), 125.3 (C-7), 124.2 (C-5a), 117.1 (C-5' nupumuauna), 116.7 (C-9),
96.1 (C-4), 81.2 (NCH,CHO), 49.3 (NCH,), 35.1 (CH,Br). Macc-cniektp, m/z (I, %):
400 [M]" (6.4), 372 [M-CO]" (4.4), 320 [M-HBr]" (9.6), 306 [M-2-
amuHonupuMuauH]  (42.6), 292 [M-CO- HBr]" (6.0), 279 [M-2-
amuHOmIIpuMEAHH—CO]" (9.8), 226 [M-HBr—2-amu- nomupumumua]  (100), 199
[M-HBr—2-amunonupumuaua—CO]" (15.2), 198 [M—-CO-HBr—2-amusonupumuus] "
(6.4), 171 [M—CO-HBr—2-amusommpumunua—CO]" (2.7). 3HaueHHs m/z TIPHBENCHHI
TOJNBKO JUIs M30TOMA  Br. Haiineno, %: C 50.73; H3.13; N 13.85. C;H3BrN,4Os.
Brruucneno, %: C 50.89; H 3.27; N 13.96.

Asmopwl  gvipadicatom  Oaazooapnocms  Hayuonanvnomy — uncmumymy
annepeuu U uH@ekyuouwHvix  3aboresanuu  CIIA  3a  usyyenue
npomueomy0OepKyne3HbIX — CGOUCME  CUHMESUPOBAHHBIX HAMU  COCOUHEHUl]
(xoumpaxm Ne 01-A1-45246).
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