PENUKJIN3ANUA 5-3TOKCUKAPBOHUWININPUMUJINHOB,
IMPOTEKAIOIIASL C 3BAMEIIEHUEM ATOMA YIJIEPOJA
TFETEPOLHUKJIA 3K30IUK/IMYECKUM ATOMOM VYIJIEPOJA

KimoueBbie caoBa: ruapokcuy Kaiws, 4-THIPOKCH-5-KapOaMOMIIHPHMHE-
JIMHBI, 5-3TOKCHKAapOOHMIMHPUMUIMHEI, HyKJICO(QHIbHAs NeperpymniupoBKka, pe-
LIUKITA3AIHS.

Cpenu M30MEpH3aLMOHHBIX PEUMKIM3alMHd MUPUMUAWHOB Haubojee u3-
YYEHHBIMU sBIAI0TCA neperpynnupoBku Jumpota [1] u Kocta—Carutynnuna
[2—4]. OHu mpOTEeKaIOT 3a CUeT 3aMEIICHUsS aTOMa a30Ta KOJIbIIa HAXOSIITUMCS
B O-TIOJIOKEHHH TMUPUMHUAMHA JK30LMKIMYECKMM aTOMOM a3oTa (B TMEPBOM
cllydyae) Win yriiepona (Bo-BTOPOM), YTO IPUBOJUT, COOTBETCTBEHHO, K 00pa3o-
BaHUIO NHPUMHIMHOBOTO WM MUPUAMHOBOTO Kouyel. JlaHHOe cooOmieHue
MOCBALICHO M3YYEHHIO €lle OAHOTO PEIMKIN3AIMOHHOTO MPEBPAIICHHs MHAPH-
MUJMHOBOTO f7pa, KOTOPOE COMPOBOXKIAETCS 3aMEUIeHHEM aToMa YIiiepoja
reTepoLHKIIa BHEUUKIMYECKIM aTOMOM YIJIEpoJia, YTO 10 MPU3HAKY MPOTEKato-
IIETO 3aMEIIEHUsT MOXET OBITh Ha3BaHO perukmn3anuein C—C.

MBI noKa3aid, 4TO MpU KPATKOBPEMEHHOM KHUIISTYEHHH B BOJAHOM PacTBOpE
LIETIOYH 3aMeleHHbIe 4-aMHUHO-5-3TOKCHKapOOHWINMMPUMUANHEL la—¢ mepe-
IPYIIUPOBBIBAIOTCS B MPOM3BOJHBIE 4-THAPOKCU-5-KapOaMOMINUPUMUANHA
2a—c. OnuceiBaeMasi peLUKIN3alMs UIeT MyTeM 3aMeHbl aToMa C) LIMKIAa Ha
BHEIMKJINYECKUH aTOM YTJIEpoa CIOKHO(UPHON TPYIIIIBL.

NH, OH
NP\ COOEt NZ >\ —CONH,
| KOH
N =
X7 N X~ N
1 2

aX=O0H, b X=SH, ¢ X=PhCH,

[Mo-BunnMOMYy, peakiusi MPOTEKAEeT 3a CUET aTakh THIPOKCHIBLHON TPYIIIBI
MO0 TOJOXEHUI0 4 THPUMHUJMHA, TOCISAYIOIEe PACKPhITHE KOJbIa U
[UKJIA3AIUI0, C aTaKoW aToMa a3oTa 10 aToMy yriiepoja CIOXHO3(pHPHOI
rpynmsl (myTh A). MBI cuuTainy, 9to 0oiiee mpenoYTHTETFHBIM HallPaBIEHUEM
aTaku HyKJIeopuiia MOXKET OBITh CBOOOJHOE OT 3aMeCTUTeNel MOJOoXKeHHe 6
MUPUMHUIAHOBOTO KOJNBIA W KaK CIEJACTBUE OXHIACMON PpEIMKIN3aAINH —
oOpa3oBanne mpou3BoAHOTO S-hopmummmupumunuHa 3 (myte B). Opnaxo
BEPOSTHOE MPU TAKOM HAMpAaBICHUM aTaK¥ W PACKPHITUW MHUPUMUJINHOBOTO
KOJIbIIa 00pa3oBaHHWE B KadyeCcTBE HMHTEpMeauaTa Oojiee DIIeKTpPO(HIBHOH, a
ClIeZIOBaTeNIbHO M OoJiee aKTUBHOW, (OPMWILHOW TPYNIBI HA JTare IUKIU-
3aIlUH, MO-BUJAUMOMY, TOTDKHO MCKIIOYHTH BO3MOXKHOCTh KOHKYPEHTHOW aTaku
MO CJIIOKHOA(UPHOMY aTOMy YIIIEpoJia, UYTO B pe3ysibTare NMPUBOIUT K oOpa-
TUMOMY OOpa30BaHUIO HCXOJHON Monekynbl. M1 HAao0OpoT, aTaka Mo MOJO-
KeHUIo 4 HeoOpaTUMO BEIET K MOMYUYCHHIO TEPMOIMHAMHYECKH Ooiee BHITOJI-
HOM CTPYKTYPHI IPOM3BOJHOTO S-KapOaMOMITUPpUMUAIIHA 2.
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2-3amemeHHble  4-TUAPOKCH-5-kapéamMonanupumuanael 2a,b. B 100 © 10% pacrBopa
ruIpokcuaa Kanus, npurotroBieHHoro u3 90 mia Boxsl u 10 T (0.179 mons) KOH, kunsrsar
0.025 monb S-3TOoKcHKapOoHMInUpuMuauHa 1a,b. Yepes 10 MuH nocie pacTBOPEHUs! KPUCTAIIIOB
pactBop noakucisaoT 25 mi (0.24 moins) 32% consHOI KUCIOTHI U aliee BBINAPUBAIOT BCIO BOY.
K ocrarky npunuBator 20 MJI XOJIOJHOH BOJBI, NEPEMEIINBAIOT B TEUCHHE HECKOJIbKUX MUHYT,
OoT(HUIBTPOBBIBAIOT OCAJOK U CYLIAT ero Ha Bozayxe. [Tomyuaior:

S-kap6amomrypanmi (2a), BI:IXOZ[ 2.3 1 (59%), T. m1. > 300 °C, Ry 0.54 (Silufol UV-254,
anero—rtouyol, 2 : 1). Crnextp SIMP 'H (AIMCO-dg, 300 MI'n), &, m. a.: 7.53 (1H, ur ¢, NH);
8.03 (1H, ¢, 6-H); 8.38 (1H, m. ¢, NH); 10.7-11.2 [2H, ¢, OH (NH)]. Haiineno, %: N 27.34.
CsHsN;O3. Beruucneno, %: N 27.09.

4-ruapokcu-5-kapdbamMmonsi-2-mepkanronupumMuant (2b), seixox 2.25 r (53%), T. ™.
>300 °C, Ry 0.48 (aneron—tomyoun, 2:1). Ciextp SIMP 'H (IMCO-dg, 300 MT'ny), 8, m. 1.: 2.9-3.5
(1H, . ¢, SH); 8.0 (1H, ¢, 6-H); 8.02 (1H, ¢, NH); 8.53 (1H, ¢, NH); 11.8-13.2 (1H, w. ¢, OH).
Macc-cnextp, m/z (Lo, %): 171 (100), 127 (42), 113 (12), 95 (14), 85 (20), 71 (10), 70 (21), 69
(28), 68 (28), 67 (14), 53 (13), 52 (11), 44 (18). Haiineno, %: N 24.78; S 18.89. CsHsN;0,S.
Beruucieno, %: N 24.55; S 18.73.

2-Bensnn-4-ruapoxcu-S-kapéamomsmmupumuan (2¢). B 60 mn 5% pacrBopa KOH kums-
14T 0.5 T (2 MMonb) 4-amMHHO-2-0€H3MI-5-3TOKCUKAapOOHMINUPUMUIMHA B TeueHue 1 4. Jlanee
noaxucisioT 10% pacTBopoM cosstHOM KucaoThl 0 pH 6 1 BeImapuBaroT Bogy 10 o0bema 20 M.
OxJIaXJAI0T TIPU NEPEMEIINBAHNY B TEUCHHE HECKOJIBKMX MUHYT, 0CaJOK OT(HIBTPOBBIBAIOT U
cymat Ha Bo3ayxe. Ilomygaior 0.28 r (62%) coenunenus 2¢, T. m1. 240-241 °C, Ry 0.54 (Silufol
UV-254, wuzo-mponuioBelii cnupT—ammuak—Boaa, 7:0.5:1). Cnextp SMP 'H (IMCO-ds,
300 MI'm), 3, M. x.: 3.95 (2H, ¢, CHy); 7.1-7.35 (5H, m, C¢Hs); 7.43 (1H, w. ¢, NH); 7.71 (1H,
. ¢, NH); 8.64 (1H, ¢, 6-H), 10.6-12.4 (1H, w, OH). Haiineno, %: N 18.57. C,H;1N;0,.
Beruncieno, %: N 18.33.
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CHUHTE3
CIIUPO[IIUPUMUIUH-54'-TIUPPOJIO[1,2-a] XUHOJINH]-2,4,6-TPUOHOB

Kaiouesbie cioBa: nuppono[1,2-a]XuHonuH, CIUpOCOEANHEHUS, mpem-aMu-
HO3(EKT, reTepOLKIN3aLHs.

[Ipomomkast McciiemoBaHUs B 001aCTH KOHACHCHPOBAHHBIX XWHOJIHMHOB [1],
MBI pa3paboTany MPOCTOW W YAOOHBIH METOJ CHHTE3a HOBOM TeTepOIUKINIe-
CKOU CHCTEMBI — CIIAPO[ TUpUMHIHH-5,4'-ppoo| 1,2-a|xuromiH]-2,4,6-TproHa 1.

MB&I mokazaiu, 94To MPH B3aUMOJICHCTBHH O-TTHPPOTMANHOOCH3aIbACTHAA (2)
¢ N,N-1mn3amenieHHpIMU 0apOuTYpOBEIME KuciaoTamu 3a,b oOpasyrorcs C BHI-
xomom 60 u 40% crupocouwieHeHHbIe TUPUMUANH-5,4'-Tirpposo[1,2-a]xuHo-
nuHbl 1a,b. MexaHn3M peaknuu, mo-BHIUMOMY, BKITIOYaeT KoHAeHcanmnio Kue-
BEHArels 1 MOCIeAYIONIYI0 IUKIN3ALHUIO 10 MEXaHU3MY mpen-aMHHOdPEKTa.
CrnemyeT OTMETHTH, YTO C MOHO3aMEIIEHHBIMUA 0apOMUTYPOBBIMH KHCIOTaMH B
AHAJIOTUYHBIX YCIOBHUAX PEAKIIHS HE IPOTEKAET.
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