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OCOBEHHOCTH PEAKIIUU T'AJIOTEHHMPOBAHUS
2-3AMEIIEHHBIX 6-BEH3TUJIPWI-4(3H)-IIMPUMUJIMHOHOB

HccnenoBana peakuusi TajJoreHUPOBaHUS 2-3aMelIeHHBIX 6-O0en3runapun-4(3H)-mupumu-
nHOHOB. [Toka3aHo, YTo OpOMHpPOBaHKE 3THX COeIUHEHMI kKoMIulekcoM Py+Br,, xak u moxmpo-
BaHME PAcTBOPOM I, B IIEJOYM MPOMCXOTUT UCKIIOUMTENbHO 1o rpynne CH-OeH3ruapuisHoOro
(dparmeHTa.

KmioueBsie cioBa: 6-6emsrunpun-4(3H)-nupruMUIMHOHEL, OPOMHpPOBAaHHE, TalOT€HUPOBAHUE,
HOJUPOBaHUE.

[IpousBognsie 6-(apunmernn)-4(3H)-nmupumMuanHOHa, conepKaliyue aik-
okcu- [1], ankunamuHO- [2] wiu ankwicynb(aHuibHyO [3] Tpymimy B MOJO-
KEHHH 2 MHAPUMHIUHOBOTO T'eTEPOLUKIIA MPEICTABISAIOT 3HAUYUTEIHHBIA HHTE-
pec B KauecTBe MPOTHBOBHUPYCHBIX IpermapaTtoB. B To ke BpeMs, WX aHAIIOTH,
cofepxaire OeH3TUIPUIBHBIN ()parMeHT B TMOJOKEHUH 6 MHPUMHINHOBOTO
rereponukia, JuimeHsl aHTH-BMU-1 akTUBHOCTH, HO 0O0JIaaf0T NIHUTOTOKCH-
YeCKUMH CBOMCTBamHu [4].

B mponomkenune wcciaenoBaHus HOBBIX MPOU3BOIHBIX 6-OeH3rmmpmi-4(3H)-
MUPUMUATMHOHA — BEPOSTHBIX ITUTOTOKCHYECKUX areHTOB, HAMHU OBLJIO U3YyYEHO
MPOTEKaHUE peaKkIuu TaJOreHUpPOBaHUs 2-aMUHO-6-OeH3ruapwin-4(3H)-mu-
pumunuHona (la) wu  6-O6eHsruapwun-2-(metuncynbbanmn)-4(3H)-mupumu-
muHoHa (1b). B pesymprare ObUIO MOKa3aHO, YTO Kak OpPOMHUpPOBaHHE, Tak
Y MoaupoBaHue coenuHeHust la mportekaer mo rpynne CH OeH3ruapuibHOTO
(parMeHTa, 1axke B OTCYTCTBHE WHIYKTOpPa CBOOOIHBIX PaUKaJIOB, M MPUBOIMT
K 2-amMuHO-6-[Opom(mudenmn)mernn|-4(3H)-mupumunnnony (2a) u  2-aMHHO-
6-[unon(mudenmn)mernin]-4(3H)-mupumunanHoHy (3) COOTBETCTBEHHO.
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[Ipu nmanbHeiIIeM HCCIEAOBaHUM HAaM{ OBUIO YCTAaHOBJIEHO, YTO OpOMHU-
poBanue coeauHenus 1b taxxe npoucxoaut mno rpynmne CH 6eH3ruapunbHOTO
¢parMeHTa MOJEKYJIbl W TPUBOAMT K 6-[OpoM(andeHunt)MeTni]-2-(MeTHI-
cynbsdanmn)-4-(3H)-nupumuannony (2b).

B cnextpax SIMP 'H coemmnenuii 2a,b i 3 OTCYTCTBYeT CHTHAN MPOTOHA
rpynmnsl CH 6ensruapuibHOro paavkana (B obmacté 5.3 M. 1.) U cOXpaHSeTCs
curHan npotoHa rpymmsl C(5)H mupumuarHOBOro mukna (B oomactu 5.9—-6.0 m. 11.).

Crnenyer OTMETHTh, YTO TaKO€ HANpaBIEHHWE PEaKIH TaJOreHHPOBAHUS
SIBJIICTCS] HETPUBUAIBHBIM. PaHee ObLIO MOKa3aHo [S5], yTO Kak OpOMHUPOBAHUE,
TaK ¥ MOJUPOBAHUE O-aJIKWII-, a Takke O-(apunmetwn)-4(3H)-mupuMuInHOHOB
MIPOUCXOANT UCKIIOUUTENBHO B TOJOXKEHHE S-reTepokoibla. I[ToCKOIbKy JuIs
nupuIuHANOpoMua Oojee XapaKTEpHBI TPOLECCHl MPHUCOENWHEHHs, a He
3aMelnieHus [6], TO W3MCHEHHE HampaBleHUs IPOLECCOB OPOMHPOBaHMUS
coequHeHni 1a,b BO3MOXKHO CBSI3aHO C y4acTHEM B PeaKlHUU UX TayTOMEpPHOU
¢dopmel A (cxema 2), cTaOMIIN3UPOBaHHON ABYMS (QEHMIIBHBIME TPYTIIAMH.

Cxema 2
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B cmydae peaknuM HOAMPOBAHMSA TAJOT€HUPYIOLUIMM areHTOM SABISAETCS
cuctema I” — 10~ (mpoaykT B3aumoeicTBuUs [, ¢ BOJHOM MIEN0YBIO0), UTO TAKXKE
CBUJIETENIbCTBYET B IOJb3y MPOTEKAHUS PEaKIUH [0 MEXaHHU3MYy NPHUCOEIH-
HEHUS—OTILIEIUICHUS.

Coenunennss la,b cHHTE3UpOBaHBI IO ONUCAHHON paHee MeToauke [7]
B3aumoieiicteueM MeTi(4,4-nudeHmn-3-okco)oyranoara (4), COOTBETCTBEHHO,
C TYaHHJUHOM WJIN 5-METHIN30THOMOYEBHUHOM.

SKCIIEPUMEHTAJIbBHAS YACTb

Crextpsr IMP 'H sammcansr Ha mpuGope Varian—Mercury 300B (301 MI'), B pacTBope
JIMCO-dg, BayTpennnii cranmapt IMC (5 0.05 m. xa.). Temneparypsl I1aBIeHHs ONPEACICHBI
Ha mpubope MelTemp 3.0 npu ckopoctr Harpesa 10 °C/mun.

Metun 4,4-nudennn-3-okcodyranoar (4) moayyaroT 10 ONMCAaHHOMY Hamu Metoxny [8].
Boixox 98%. T. kum. 172-174 °C (1-2 mm pr. ct.), n*’p = 1.5654, 4TO COOTBETCTBYET JAHHBIM
[9].

6-Indennamerni-2-(merniacyiabpanni)-4(3H)-nupumugunon (1b). Cmecsy 50% BoaHOrO
pactBopa 5.2 r (37.6 mmoms) K,COs, 5 1 (18.6 mmomb) adupa 4, 15 m EtOH un 52 1
(18.7 mmonp)  (H,NC(SMe)NH),°H,SO4 mepememmBaioT TpH KOMHATHOW —TeMIeparype
1 vepemo, Heitrpammsytor 1 H. HCIl, mpoaykt peakuun OTQHIBTPOBBIBAIOT, CyIIaT H
kpucramumusyior. Beixox 4.0 v (70%). T. mr. 234-236 °C (IM®A-EtOH), uto cooTBEeTCTBYET
JaHHbIM [9].

2-AmuHo0-6-mupennamernin-4(3H)-nupumuaunon cecksuruapar (la-1.5H,0). PactBop
51 (18.6 Mmonb) adupa 4, 4.5 r (37.8 mmoins) (H,N),CNH-AcOH u 3 r (55.5 mmons) NaOMe
B 100 mn abc. MeOH kumsatar 72 u c 3amutod ot Biaru u CO,. PacTBopuTenb OTIOHSIOT
B BakyyMme, K octatky mobamistor 100 mi 1 H. AcOH, 1eneBoit mpoaykT oT(UIETPOBBIBAIOT,
CymiaT W KpuctammsyoT. Beixon 3.8 T (67%). T. wr 167 °C (-H,0), 237 °C 68. (EtOH).

1419



Cnextp SIMP 'H, 8, m. 1. (J, T): 5.07 (1H, 1, J = 6.11, 5-CH), 5.17 (1H, 1, J = 4.89, CH), 6.51
(2H, ¢, NH,), 7.14-7.27 (10H, ™M, (C¢Hs),), 10.70 (1H, c, NH). Haiineno, %: C 66.50; H 6.01;
N 13.73. C;7H;5N30-1.5H,0. Brruucneno, %: C 67.09; H 5.96; N 13.81.

6-[bpom(mudenmm)merni]-2-(MeTuiicyabpannn)-4(3H)-nupumuaunon (2b). K cycnenszun 2
r (6.8 Mmonp) mupumuauaona 1b B cmecu 6 M (5.87 1, 74.3 mmons) 6e3Bognoro Py u 10 mi
6e3Bogaoro JJM®PA mpubasmsror 0.35 ma (1.09 1, 6.8 mMmons) Br,. Peakumonnyroo maccy
MEPEeMEIINBAIOT 5 4 MpH KOMHATHOW TeMmmeparype, pa30aBisioT 150 M BOABI W H3BJICKAIOT
CHCl; (4 x 50 mur). Opranudeckue (Gas3pl OOBECAMHSIOT, MPOMBIBAIOT BOMOH (2 x 50 mu),
HacbIILEHHBIM pacTBopoM Na,S,0s5 25 mi1, pacconoM (2 x 25 min) u cymat Na,SO4. dunprpyror,
¢GuIbTpaT KOHLIEHTpUpPYIOT B BakyyMme. OcTatok ymapuBaroT B Bakyyme ¢ PhMe (25 wmi)
¥ KpHcTaT3yior. Bexox 1.9 r (76%). T. mn. 228-230 °C (PhMe). Cnextp SIMP 'H, §, m. 1.
(/, Tm): 2.23 (3H, ¢, CH3); 5.76 (1H, ¢, 5-CH); 7.18-7.26 (10H, c, (C¢Hs),); 13.21 (1H, ym. c,
NH). Haiineno, %: C 55.42; H 3.94; Br 20.60; N 7.03; S 8.07. C;sH;sBrN,OS. Bsruucneno, %:
C 55.82; H 3.90; Br 20.63; N 7.23; S 8.28.

2-AMuHO-6-[6pom(aupenmin)merni]-4(3H)-nupumuanHon (2a) MOMYYarOT AaHAIOTHYHO
coenumenmio 2b. Beixon 61%. T. 1. 287-288 °C ¢ pasn. (EtOH). Crextp SIMP 'H, 8, m. 1.: 5.76
(1H, ¢, 5-CH), 6.65 (2H, ¢ NH,), 7.16-7.23 (10H, ™, (C¢Hs),), 11.31 (1H, ¢, NH). Haiineno, %: C
56.99; H 3.90; Br 22.51; N 11.47. C,;H4BrN30. Boruucneno, %: C 57.32; H 3.96; Br 22.43;
N 11.80.

2-Amuno-6-[non(madennn)mernin|-4(3H)-nupuvmmunon (4). K pacteopy 0.4 r (6.0 MMois)
KOH B 20 M Boxs! mpubasisiror 1.5 r (4.9 Mmons) cemuruapara nupuMunuaona la-1.5 H,O
U IIOJyYEHHYI0O CMECh HarpeBaloT a0 o0pa3oBaHMS IIPO3pavHOro pacrBopa. OXJIaKmaloT
10 KOMHaTHOH TemmepaTypsl, npudasistioT 40 M CH,Cl, u 1.4 r (5.5 mmons) I, u peakinonHyio
MacCy HMHTEHCHBHO IEpPEMENIMBAIOT 5 Y NpH KOMHATHOH Temmeparype, no0aBmstioT 10 M
HACBIIIEHHOTO BOJHOTO pacTBopa Na,S,0s u mepememmBaioT eme 5 MuH. Ocamok oTduisTpo-
BBIBAIOT M KpHcTaumm3yiot. Beixon 0.7 T (35%). T. i 273-274 °C ¢ pasn. (EtOH-IAM®A).
Crextp SIMP 'H, §, m. 1.: 5.76 (1H, ¢, 5-CH); 6.60 (2H, ¢, NH,); 7.16-7.23 (10H, m, (C¢Hs),);
11.14 (1H, ¢, NH). Haiineno, %: C 50.50; H 3.50; 1 30.99; N 10.33. C;H4IN3O. Boruucneno, %:
C 50.64; H3.50;131.74; N 10.42.
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