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2,3-TATUAPOBEH30®YPAHOH-3 B CUHTE3E
1-n-HUTPO®EHNI-2-UMHUHO-3-IIUAHO-1,2-
JUTUIPONUPUIO|3,2-b)]BEH30®YPAHA

BzaumopeiictBuem 2,3-aurunpo6en3odypanoHa-3 ¢ n-HUTPOAHUIMHOM HOIY-
4eH 3-n-HutpodeHnnamuHoOeH30dypan, U3 KoToporo o BunbcMmeiiepy cuHTEe3H-
poBan 2-popmui-3-n-autpodenunamunobenzopypan. OOpaboTKa MOCIEAHETO
MaJIOHOHUTPUJIOM INpHBENa K 1-n-HUTPO(EHMNI-2-UMUHO-3-1IHaHo-1,2-TUruapo-
nupuao[3,2-b]0eHzodypany.

KiroueBbie ciaoBa: amuHOOeH30(pypaH, O€H30(ypaHOH, MAaJOHOHHTpUIL,
nupuo6eH3odypaH.

IIpousBoaHblE MHAOKCWIIA SBIAIOTCS BECbMa NEPCHEKTHBHBIMU M JIOCTYII-
HBIMH HCXOJHBIMH COCIUHEHUSIMH B CHHTE3€¢ Pa3HOOOPa3HBIX HHIOJICOAEP-
)amux retepouukioB [1]. HemaBHo ObuT0 mOKa3aHO, 4TO 1-alleTHIMHIOKCHI
4yepe3 CTauy 00pa30BaHusl MPOU3BOIHBIX 3-apriiaMuHOMHAONA [2], 2-hopMu-
3-apunaMHUHOWHAONA U 2-(IWIINAHO)BUHIII-3-apUIIAMHHONH]IONA MOXKET OBITh
[JIAZKO TpeBpamleH B 1-3aMelieHHbIH O-KapOOIMH, CYIIECTBYIOIIUH B BHIC
CTPYKTYpHI C HEOCH30MIHBIM KOHICHCHPOBAHHBIM HHAOIBHEIM (parMeHToM [3,
4]. OrmeTtnM, 4TO TIpU CHHTE3e 2-HOPMHUIMHIIONA TIO peakiu Buibcmeiiepa
00pa3yrolascsi IMMOHHEBAsI COJIb IUKJIN3YETCs B MPOU3BOIHOE MH0J0[3,2-b]-
XMHOJIMHA, TPUYeM CIEeHUAIbHO MOKa3aHO, YTO LUKIM3YeTCS MUMEHHO HMMO-
HUEBOE IIPOU3BOIHOE, B TO BpeMsl Kak ajibJAerH]l B 3THX YCJIOBUAX He TpaHchop-
MHUpPYETCS B TeTpanuki [2].

OkcaaHanor wuHAOKcWIa — 2, 3-murunpodeHsodypanon-3 (1) — wusydyeH
CYLIECTBEHHO MEHbIIIE, U Ka3aloCh HMHTEPECHBIM PAaCCMOTPETb BO3MOXXHOCTH
OJJOOHBIX IT'€TEPOLMKIN3ALUN Ha €r0 OCHOBE.

CuHre3 OMIMKINYECKOro KeToHa 1 OCYyIeCTBIEH HM3BECTHBIMH METOJaMH
[5, 6]. TlepBoHauanbHO OBLIA ClENaHA TOMBITKA MONYYHTH coeauHeHue 1 w3
(heHOKCHYKCYyCHOTO 3dupa 1o cxeme [5]:

O
CICH,COOH — PhOCH,COOH —= PhOCH,COCl — ©\_//I/
O
1

OnHako ATOT METOJ OKa3aJcsi HEJOCTAaTOYHO TMpenapaTUBHBIM H3-3a
HU3KOTO BBIXOJAa Ha craguu 1wkmm3anuu 1o  Dpunemo—Kpadrey.
CymectBeHHO Oonee 1enecooOpazeH moaxond [6], OCHOBaHHBIH Ha
0-OKCHaneToeHoHe:
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B3aumopeiictBue OensodypaHoHa 1 ¢ #n-HUTPOAHWIMHOM B JIEASHOM
YKCYCHOH KHCIIOTE TPHUBENIO K IIEIEBOMY 3-7-HUTPOQeHMIaMHHOOEH30(ypaHy
(2), BecbMa 3arps3HEHHOMY HCXOJHBIMH COEAMHEHHAMH M TPOAYKTaMH
OCMOJICHHS, W BBIACIUTH YHCTOE COCJMHEHHE 2 YyOaloCh TOJBKO MpH
JBYKpPaTHOM OYMCTKE METOJOM KOJIOHOYHOH XpomaTorpaduu Ha CHJIMKarese.
IIpu 3TOM coenuHEHHE 2 TONY4EHO C HU3KMM BBIXOJOM. 3HAUUTEIBHO
yCIIEIIHee MPOTEKAeT Ta peaklys Py HarpeBaHUM KOMIIOHEHTOB B TOJIyOJIC B
MPUCYTCTBUU N-TOIYOJICYIb(OKUCIOTE C OTTOHKOH oOpasylomeicss B Mpo-
Liecce peakluy Bojbl. B 3THX yCIOBUSAX COEIUHEHHE 2 IMOJYYEHO C BBIXOIOM
80%. Hamnume "enamuHomnonoOHoro” ¢parmMeHta B MPOM3BOIHOM 2, Kak M B
COOTBETCTBYIOIIEM HHAOJIBHOM  aHaiore, oOecrmeynBaeT BO3MOXKHOCTb
MEKTPOPUILHON aTaku MO IMOJIOXKEHHI0 2 (ypaHOBOIO LHMKJIA U B MATKUX
YCIIOBHUAX IIpoTekaeT peakiys Bunbcmeiiepa. Ilpu 3ToM U3 peakiioHHo# cmecu
BBIJIENIICTCS MMMOHHEBas cOJib 3, KOTOpas Hpu 00paboTke BOAOH TIIAAKO
npespamaercsa B GopmuinnpousBoguoe 4. Ilpu peakiuu 3Toro COeAUHEHHS C
MaJIOHOHUTPUJIOM peakLys KOHAEHCALlMU COIPOBOXKIACTCA LMKIU3aLUed c
oOpaszoBanueM 1-n-HUTpO(eHMI-2-UMHHO-3-1InaHo- 1,2-nuruaponupunol3,2-b]-
6ensobypana (5). B criektpe AMP 'H B IMCO-d,, Habmonatorest curnais 6.10
(1H, m, 9-H); 7.10 (1H, m); 7.51 (1H, m) u 7.70 (1H, M) — mIpOTOHBI KOH/IECHCH-
poBanHOTO OeH30IBHOTO siapa, 6.92 (1H, cunpHO ymmpenubsdd curnai, NH);
7.93 u 8.56 (4H, A,B,-cucrema, 1',5" u 2',4'-H); 8.57 m. a. (1H, c, 4-H). Curnan
NPOTOHA B TOJOXKEHUH 9 CIOBHHYT B CHJIBHOE TOJ€ H3-32 IOBOPOTa
HUTPO(QECHUIFHOTO 3aMECTUTENS, MOZOOHO TOMY, Kak 3TO HaONIOIaIoch IUIs
COOTBETCTBYIOIEro d-kapbomuna [3, 4]. Comocrapnenue crektpos SIMP 'H
CIEKTPOB aHAJIOTUYHBIX COCTUHEHUH MHIOJIBHOTO M O0eH30()ypaHOBOTO PsIOB
MIOKa3bIBAET, UYTO AJIS MEPBBIX HAOJIIOJAeTCs 3aMETHBIH CIBHUI BCEX CHTHAJIOB
IIPOTOHOB B 0o0Jjiee CHWJIBHOE II0JI€, YTO CBSI3aHO C MEHbILEH 3J1eKTpooTpHLa-
TEJILHOCTBIO aTOMa a30Ta MHIOJBHOTO LUKJIA MO0 CPAaBHEHHUIO C aTOMOM KHCJIO-
pojia 6eH30(ypaHOBOIO ITUKJIA.

CpaBHHUTe/IbHAs1 XapaKTepUCTHKA ciekTpoB SIMP 'H 3-n-HUTPOGeHUIAMUHOUHI0/1a
U -0eH3odypana M uX 2-(popMHINPOU3BOIHBIX

Coenui- 2-H CHO NHAr NH-m1. CeHINO, Apoma-
AyB,- THYECKUE
HCHHUC C C C yai. ¢
CHUCTEMA HpOTOHbI, M
9 742 — 8.93 11.14 8.01;6.76 6.99; 7.13;
7.32;7.41
2 8.25 — 9.21 — 8.10; 7.02 7.30; 7.38;
7.62
12* — 9.88 9.41 11.85 8.08; 6.88 6.95-7.59
3 — 9.94 10.2 — 8.17; 8.13 7.35;7.58;
7.63:7.75

* 2-@opMui-3-n-HUTPOHEeHUITAMHUHONHAOIL.
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[MomeiTka cuHTe3a OeH30(Yypo[3,2-b]XUHOIMHA 6, aHAJIOTHYHO CHHTE3Y
nHAo00[3,2-h|XMHONMMHA B YCIOBUSX peaknuud Buibscmeiiepa, naxe mpu
JUTUTETFHOM HarpeBaHUU PEaKOHHON MacChl, HE YBEHUYAIACh YCIIEXOM.

-NO ,CH,NH, NO2
1
POCl/ DMF 20 °C
POCIy/ DMF % @
}/ c= NMe
7

H,0

H
N NO
CH,(CN), [:::I:—:I:
- |
o CHO

NO,

N NH
I x
(@] CN
5

Takoe pa3nuuue MeXAy CXOAHBIMH IO CTPYKTYype COEIUHEHUSIMH
MHTEpIpeTHpoBaTh Henerko. CreayeT, OJHAKO, y4decTb, 4YTO OOpa3oBaHHE
uH070[3,2-b|XMHOIMHOB 3HAYMTENBHO JIeT4e NpPOTEeKaeT MpHU HAJIUYUH B
MoJIOKeHNH | 3-apunaMHUHOWH/IONOB alleTHIBLHOU Tpymiisl (7 — 8).

< > N
Oj/ POCl/DMF | A
=
N

20 °oC
Ac
7 8

3HaYUTENbHO TPyJHEE MPOTEKAeT peaklus ¢ ydacTheM N-He3aMeleHHOTO
3-n-autpodenmnamuHontaona (9). Tompko TpW HArpeBaHWHW C pEAreHTOM
Busbemeiiepa 0bu10 BeieneHo 10-¢popmunmnpounssoanaoe 10.

@7 N
POCl / DMF | N
=

ITI NO
CHO
9 10

2
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Takum 00pa3oM, MOXKHO IPEANOJIOKUTh, YTO MNEPBOM cTaauedl B3auMo-
JeUCTBUsI coenuHeHUs 9 ¢ komIulekcoM Bubcmeiiepa siisiercs 1-N-¢op-
MWJIMPOBAHWE W LUKIM3ALUUU TOJABEPraloTcs TOJBKO |-allWiIbHBIE MPOU3-
BOJIHbIE, & BblJeNIeHuE N-He3aMEIEHHOT0 NHAOJIOXHUHOINHA CBSI3aHO C JIETKUM
OTULIEIIeHHEM (OPMIIIBHOTO 3aMECTUTEINS B BOJAHO-KUCIIOM pacTBope. MoKHO
MIPEIION0XKNUTh, YTO pearupyrouied yactuueil s N-alMIMHIONbHBIX MPOU3-
BOJHBIX SIBISiETCA OUKATHOH Tuma 11, B KOTOPOM HMMOHHEBBIH (parmeHT
AaKTUBHPOBAH JOIOJIHUTENBHBIM MOIIHBIM 3JIEKTPOHOAKIIENTOPOM — HMEHHO
9THUM BBI3BaHa JIETKO NIPOTEKAIOIas LIUKIM3aLUs B HHAOJIOXUHOJIHHBL.

H .
N R NH R
: L — |
JNL o 11 NN NRy
Cl™ | Cl™
0POCI, J\opocg
1~ Cl™

HOH)ITHO, YTO Takasd CUTyallusi HCBO3MOXXHaA IJId 66H30(I)ypaHOBOFO
IPpOU3BOAHOTO 3, YUCM, BCPOATHO, W BbI3BaHa €TO CTaOUITBHOCTh B peakunun
IMUKIW3aluu.

SKCIIEPUMEHTAJIbBHASA YACTb

UK cnextpsl cusatel Ha npubope Perkin-Elmer 457 B BasennHoBoM Macie. Macc-CreKTpbl
roJydeHsl Ha criekrpomerpe Finnigan SSQ 700 ¢ npsiMbIM BBOJJOM 00pa3na B HOHHBIH HCTOYHHK.
Crnexrpsr SMP 'H samucanst va npu6ope Uniti 400 Plus (Varian). Bayrpennuii crangapt TMC,
pactBoputens — JAMCO-ds KoHTponb 3a X0#OM peakuuil M HHIUBHIYalbHOCTBIO BEIIECTB
ocymecTsisaoT MetogoM TCX na miactunke Silufol UV-254 B cucreme meranon—touyou, 1 : 10.

3-n-Hutpodennnamunodensopypan (2). Cmecy 0.73 r (5.6 mMmons) Genzodpypanona 1,
0.75 T (5.6 MMoub) n-HUTpOaHUIMHA U 10 MI n-TONYOICYNIB(YOKUCIOTH KUMATAT 2 4 B 100 M1
TOJyoJla ¢ OJHOBPEMEHHOIl oTroHkoi 50 M aszeoTpomna Toiryosna ¢ Bogoil. ITocie oxmaxneHus
PEaKLMOHHYI0O MacCy (pUIBTPYIOT OT A-TOIYOJICYIb(OKUCIOTHI, TOIYOJ OTTOHSIOT B BaKyyMe.
Ocrarok 06beMOM 15 MJT OXJIXKJAIOT, BBINABLINI 0CaJOK OT(GUIBTPOBLIBAIOT U MONyYaroT 1.14 1
(80%) umcroro coemunenus 2. T. mr 168-170 °C. Haiineno, %: C 66.13; H 3.91; N 11.12.
C1,H;0N>0;. Bemamcneno, %: C 66.13; H 3.96; N 11.02. Macc-ciektp (M) 254. VIK criekTp, oM
3320, 1590, 1500.

2-®opmuia-3-n-uutpopennnamutodensopypan  (4). CmemmBaior 0.7 M1 XJIOPOKHCH
doctopa u 1.4 ma JIMOPA mpu 5 °C, uepes 10 mun pobasmustor pactsop 0.64 r (2.5 Mmoinn)
coemuuenus 2 B 8 vt IM®A u BeiepxuBarorT 159 npu 20 °C. OTduibTpoBBIBAIOT 0CAJOK
MMMOHHEBOH comn 3, mpombiBatoT ero 8 miu IM®A; kumsarar 1| 4 ¢ 20 i BOABI, OCamoK
OTGWIBTPOBBIBAIOT,  NPOMBIBAIOT ~ BoAoM u  cymar. [lomysator 036 1 (50%)
2-popmmibenzodpypana 4. T. . 184—185 °C. Haiimeno,%:C 63.80; H 3.40; N 9.70. C;5sH;(N,O,.
Berancneno,%: C 63.83; H 3.57; N 9.93. Macc-criekTp (M) 282. IK CIEKTp, em 1 3290, 3240,
1635, 1580, 1555, 1495.

1-n-Hutpodenni-2-umuno-3-unano-1,2-quruaponupuno|3,2-b|oenzopypan (5). K
cycnensuu 1.54 r (5.4 mmoins) 2-popmundensodypana 4 u 0.36 T (5.5 MMOJIb) MAJIOHOHUTPUIIA B
25 M u3omnponanona q06aBisioT | mi TpudTHiamuHa. Cpa3y o0pasyercst KpacHbI pacTBOp, U3
KOTOPOT'O BBINANaeT HOBbIA ocagok. Uepes 3 4 ocalok OT(GUIBTPOBBIBAIOT, IPOMBIBAIOT 20 M
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meranona. [Tomygaror 0.7 v (40%) nupumobensodpypana 5. T. mi. 281-283 °C. Haiineno, %:
C 65.62; H 3.01; N 16.86. CgH(N4O;. Brraucneno, %: C 65.45; H 3.05; N 16.96. Macc-cniektp
(M*-1) 329. MK criektp, cm ': 3280, 3040, 2200, 1610, 1540, 1515,

Paboma eévinonnena npu gunarcosoti noodepacke PODU. I'panm Ne 97-03-
330066.
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