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A. B. JlesnoB, M. E. Koubmun, 3. H. CemeHoBa

NCCIIEAOBAHUE HA®TUPUINHOB

16*. CHHTE3 IMIPOM3BOIHBIX 2,5-TUOKCO-1,2,5,6,7,8-TEKCATHJIPO-1,6-
HA®THPHINH-3-KAPEOHOBBIX KHCJIOT HA OCHOBE AHWJINJIOB
(TMJPA3HUIOB) 6-OKCO-2-CTUPUJTHUKOTHHOBBIX KHCJOT

IIpu HarpeBaHuM aHWIUAOB (TUAPA3HIOB) 6-OKCO-2-CTHPHI-5-IMAHOHUKOTHHOBBIX KHCIOT
B I[IOK obpasytorcss amumsl 7-apui-2,5-mnuokco-6-¢penun(amuno)-1,2,5,6,7,8-rekcaruapo-1,6-
HaTUPHIMH-3-KapOOHOBBIX KHUCJIOT, a NPH HArpeBaHUM C XJIOPHOH KHCIOTOW B pacTBOpe
YKCYCHOW KHCIIOTBI — COOTBETCTBYIOLINE KHCIIOTBI.

KiroueBble cJI0OBa: aHWIMIBI, THApPasunel, 2,5-muokco-1,2,5,6,7,8-rekcaruapo-1,6-Hadru-
PUAMHBL, 6-0KCO-2-CTUPUIHUKOTHHOBBIE KUCIIOTHI, LIUKIU3AIUSL.

AMUIBI 2-CTUPHIHUKOTHHOBOHM KHUCIOTHI mpu HarpeBanuu B [1OK muxmm-
3yIOTCS B MPOM3BOJHBIE 5-0KCO-5,6,7,8-TeTparuapo-1,6-nadtupuanna [2].
Lens maHHOH pabOTBl — paclIMPEHUE TPaHUIL] STOW PEaKUUH W TOJIy4YeHHUE
HOBBIX IPOM3BOAHBIX 1,6-HaTHpUANHA Ha OCHOBE aHWIMAOB W THAPA3UAOB 6-
OKCO-2-CTUPWII-5-ITHaHOHUKOTUHOBOM KUCJIOTEI.

UccnenoBanus mokasaiy, 4YTO 3aMblKaHHWE LHKIa B coeAuHeHusx la—d
npoxoaut npu ux HarpeBaHuu B IIOK npu 165 °C B teuenue 3 4. [Ipu atom
00pa3yroTcst  aMHJIBI 7-apui-2,5-nuokco-6-¢penmn(amuHo)-1,2,5,6,7,8-
rekcaruapo- 1,6-HadTupuanH-3-kapOOHOBBIX KHCIOT 2a—d (Tabnuma).
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1,2 aR'=4-Me,N, R’ = Ph; b R!=3-Br, R =Ph; ¢ R! =4-Me,N, R*=NH,; d R! = 3-Br,
R%?=NH,; e R! =4-MeO, R?> = Ph; 1f R' = 4-Br, R = NH,; 2 f R' = 4-Me,N, R*>=Ph,
g R' =3-Br, R”»=Ph, h R' =4-Me,N, R? = NH,; i R' = 4-Br, R? = NH,; a-d R*> = CONH,,
e—i R = COOH

* Coobrienue 15 cm. [1].
UK cnextpsl HadbTHpUIUHOB 2a—d, B OTIWYHE OT CHEKTPOB COCIUHCHUMN
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1a—d [3], HEe conmep’kaT MOJOCH MOTJIOIMICHNS HUTPUIBHOM TPYIIIBI, HO UMEIOT
IIOJIOCH! moryomenns mpu 1668—-1676 cv™' (C=0 amuzma), a TaKKe MOIOCHI
BATCHTHBIX KoNmeOaHmit amumHoit rpymmsl N—-H mpm  3462-3480 oM .
B cnekrpax SAMP 'H COCIMHEHUH 2, B OTIMYHME OT CHEKTPOB HCXOIHBIX
AHWIMJIOB M TUAPA3UAOB 1, MOSIBISIIOTCS CHUTHAJIBI IPOTOHOB mpu 7.19-7.67
(2H, ymr. ¢, CONH,), 3.32-3.48 (2H, 1, CH) u 5.37-5.52 m. a. (1H, T, CH).

B Macc-cHeKkTpe coeJMHEHHs 2a MONeKyIsapHbli non 402* [M]™ oTmennser
MOJIEKyJly BOAbI M mpeBpamaercas B uoH 384 [M-H,0]*. JlambHeiimas
(parMeHTanus 3TOr0 WMOHA CBs3aHa JmOO0 ¢ morepeid Momekynsl HCN, uto
XapakTepHO M HUTpWiIoB [4], nmbo ¢ oTmieruieHneM (peHUITHUTPEHA.
Otmeruienne mMosiekynsl HCN mpuBoauT Kk oOpa3oBaHHIO YCTOWYHBOIO HOHA
357, WHTEHCUBHOCTh NHKa KoToporo coctaBiser 100%, uro, BEposTHO,
ONpeneNsieTcss  pacCpeNOTOYCHHUEM  IOJIOKUTEIBHOTO  3apsAa  BHYTPH
00pa3oBaBIIETOCS apOMAaTHUECKOro LUKIa MUpuaArnHa. OparmMeHranus nona 357
mpoTtekaeT no Ttpem HampasieHusM (otmermieane O, CO" u CH,=N-Me) c
obpazoBanneM noHOB 341, 329 um 314 coorerctBeHHo. [locmemunii >muMu-
HUpYyeT 100 GeHwmT U naeT uoH 237, mubo GheHMTHUTpEH 1 oOpasyet MoH 223.
[pu oTwemnienuu ot uona 384 [M—H,0]™ penunuurpena odpasyercs uoH 293,
KOTOPBIM TOCJICAOBATENbHO SIMMHHUPYET LMAHUCTBIA BOAOPOA M (parMeHT
JUMETUIAMHHA C BOSBHUKHOBEHUEM YCTOHUMBBIX HOHOB 266 1 223.

Jamee Obuto ycTaHOBIEHO, 4YTO 7-apwi-2-okco-1,2,5,6,7,8-terparuapo-6-
¢denmn(amuHo)-1,6-Hap THPUINH-3-KapOOHOBBIE KUCIOTHI 2e—i 00pa3yloTcs Ipu
HarpeBaHUH pacTBopa cTWiIb0azonoB la—c,e,f B JensHOW YKCYCHOW KHCIIOTE
B IPUCYTCTBUH XJIOPHON KHUCIIOTHI.

Crektpst SIMP 'H mnadTHpuamHOB 2e—i OTNHMYAIOTCS OT CIIEKTPOB
coenuHeHuit 1la—c,e.f [3] oTcyTcTBUEM yIIMpEeHHOTO cuHIeTa rpynmnsl NH, npu
7.19—7.67 M. 4. W HaJlWYUEeM CHHIJIETA TPOTOHA KapOOKCHIIEHOW TPYIIIBI
B o0mactu 8.68-9.31 m. 1., a UK crnekTpsl — HanumaueM nonoc mipu 1704—1744
(C=0 kap6oKCHIbHO rpymmb) 1 1pH 3555-3580 cm ' (O—H).

Nzydyena aHTUMHKPOOHAs aKTHBHOCTHh coeinHeHWi 2c¢—h,i B oTHOmeEHHH
30JIOTUCTOTO  CTaUIOKOKKAa W  KUIIeYHOH manouku.  Ompenemnsuiach
MUHUMalbHas WHTHOUpYytomas koHneHtpanus (MUK) mo meromy cepuitHbIX
pazBeneHuid [5]. B kauecTBe 3TajoHa CpaBHEHHUS  HUCIOJB30BAJICS JAKTAT
STaKpUANHA, KOTOPBIN 33Jep>KUBACT POCT KaK 30JIOTUCTOTO CTa(pUIOKOKKA, TaK
W KunieyHod manmouku npu ¢ = 500 mkr/mu. MccnemoBaHus IMOKa3and, 4YTO
OOJIBIIMHCTBO COCOMHEHHH II0 AaKTUBHOCTH B OTHOIIECHHH 30JOTHCTOTO
cTa()UIIOKOKKA HE YCTYHAIOT 3TAJOHY CpaBHEHUS, a COeIMHEHUE 2 NCHCTBYET B
4 pasa cunbHee.

* 3I[eCB " najie€ aJisl MMKOB MOHOB JIaHbI 3HAYCHU S m/z.
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XapaKkTepuCTHKH COeIHMHeHuii 2a—i

Haiixero. % AHTHMHUKPOOHast
Coenn- BbpyTtTo- Boruncneno, % T . °C Beixon, AKTHBHOCTb,
HeHMe bopmyna B % MUK, Mxr/ma
C H Br N St. aureus E. coli

2a Cyp3HN4O5 68.64 5.51 o 13.92 262-263 41
68.71 533 14.20

2b C,1H,6 BrN;05 57.58 3.68 18.24 9.59 216-218 44
57.79 3.39 18.52 9.76

2¢ Cy7H9N5O3 59.81 5.61 o 20.52 213-215 42 500 1000
60.04 5.49 20.50

2d C;5H3BrN,O; 47.76 3.47 21.18 14.85 259-262 37
48.00 3.27 20.90 14.63

2e CpH sN,O5 67.69 4.65 o 7.18 276-278 41 500 500
67.40 4.92 .87

2f Cy3H,1N304 68.47 5.25 . 10.42 268-270 34 500 500
68.76 533 10.66

2g C;HsBrN,0O, 57.40 3.44 18.19 6.38 240-242 48 125 500
57.67 3.28 18.25 6.50

2h C17HsN4O4 59.64 5.30 . 16.36 238-241 62 1000 1000
59.76 5.01 16.49

2i C,5H,BrN;0, 47.64 3.20 21.13 10.11 201-204 69 500 1000
47.67 2.95 21.39 10.84
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SKCIIEPUMEHTAJIbBHASI YACTb

UK cnexrper nosydens! Ha npubope UR-20 B CCly, ¢ = 0.05 mons/n (coenunenue 2e) u
B Ba3eIMHOBOM Macle (ocTanbHble coemuHenns). Crmextpsl SIMP 'H saperucTpupoBaHbsl Ha
cnekrpomerpe PC-60 (60 MI'm) 8 IMCO-dg, BHyTpennuii crangapt IMJIC (8 0.05 M. x1.). Macc-
CIEKTpPHI IONy4eHsl Ha mpubope MX-1303 ¢ mpsMbeIM BBOZOM 00paslia B UCTOYHHK HOHOB,
noHuzupyouee HanpsukeHue 70 5B, aTanoH cpaBHeHUs 2OOHg .

Amuapl 6-amuno(penui)-7-apui-2,5-quokco-1,2,5,6,7,8-rexcarnapo-1,6-naprupuans-3-
Kap0oHoBbIX KHcJa0T 2a—d. HarpeBator 0.01 Momb cooTBeTcTByromiero coeanHenust la—d c
10 M [I®OK 3 9 mpu 165 °C. Beuusarot B 100 Myt BOABI, HEHTPATU3YIOT PACTBOPOM aMMHAKa.
Ocalok OT(GUIBTPOBBIBAIOT M KPUCTALIM3YIOT W3 IHOKCaHA (COCOMHEHHE 2a) WM BOJHOTO
sta”ona (coenunenus 2b—d). UK cnexrp, v, em b 3366-3396, 3172-3194 (CONH,), 3360-3480
(N-H), 1668-1684 (C3-C=0), 1656-1672 (C(»=0), 1632-1664 (C(5=0); coenunenus 2c,d —
3272-3280, 3208 (NH,). Crextp SIMP 'H, &, m. 1.: 8.43-8.78 (1H, ¢, H-4); 7.25-7.65 (1H, c,
NH); 7.19-7.67 (2H, ¢, CONH,); 5.08-5.37 (1H, T, H-7); 3.32-3.50 (2H, g, H-8); coenunenns
2a,b — 6.96-7.42 (9H, M, apom.); coequnenus 2c¢,d — 6.68—7.00 (4H, m, C¢Hy); 3.77-4.18 (2H, c,
NH,). Macc-criextp coequnenust 2a, m/z (Iyy, %): 402 [M]+° (97), 384 (26), 357 (100), 341 (12),
329 (25), 314 (19), 293 (67), 266 (98), 237 (52), 223 (99), 183 (25), 146 (26), 134 (66).

6-Amuno(dpenun)-7-apua-2,5-nuokco-1,2,5,6,7,8-rexcaruapo-1,6-naprupuanu-3-
Kap0oHoBbIe KHMCJIOTHI 2e—i. K 30 M CBEXXENPUTrOTOBICHHOIO pPacTBOpa XJIOPHOM KUCIIOTHI
B JISISTHOM YKCYCHOM KHCJIOTE ¢ HEOOJBIIMM KOJIWYECTBOM YKCYCHOTO aHTMApHIA (CoIaepiKaHue
xjopHo# kucnotsl 10-12%) npubasmsior 0.01 Mois cooTBeTcTBYIOmEro coenuHenus la—c,e,f
Harpesator 1pu ~100 °C B Tedenue 2 4, BEUTHBAIOT B 150 MII BOIbI, HEHTPAIH3YIOT PACTBOPOM
runpokapbonara Hatpust. Ocasok OTGWIBTPOBBIBAIOT M KPUCTALIN3YIOT 13 BogHoro IM®A. UK
crexTp, v, eM 't 3530-3589 (COOH), 3372-3452 (N-H), 1704—1744 (C—C=0), 1642-1682
(C»=0), 1620-1668 (C(55=0), coenunenus 2h,i — 32803288, 3206-3212 (NH,). Cnexrp SIMP
'H, §, m. 1.: 8.68-9.31 (H, ¢, COOH); 8.46-8.78 (1H, ¢, H-4); 7.07-7.65 (1H, ¢, NH); 5.05-5.55
(1H, T, H-7); 3.24-3.76 (2H, n, 2H-8); coenuHeHus 2e-g — 6.87-7.48 (9H, M, apom.);
coenunaenus 2h,i — 6.68-6.97 (4H, m, C¢H,); 4.01-4.39 (2H, c, NH,).
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