14. [Jauenxo BJ]. Il Te3. noki. 2-if KOH(}. MOJOMBIX YUCHBIX-
xuMuKOB. 28-31 mast 1990r. -/lonenk, 1990. -C. 66.

15. Hecmepos B.H., llxnosep B.E., Cmpyuxos IO.T. u
op. Il M3B. AH CCCP. Cep. xum. -1991. -Ne 2. -C.
521—523.

16. Cunvsepcmeiin P., Bacciep I'., Meppun T. Cuektpo-
MeTpUYecKas HICHTUOHUKAIUS OPTaHMYECKUX COEH-

Jlyranckuil HalMOHaJNBHBIN NMEAAaroruuyecKuil YHUBEPCUTET
uM. Tapaca llleBueHko

VIK 547.753.823:542.958

Henwit. -M.: Mup, 1977.

17. 3enxesuu HU.I'., Hoppge B.B. NHTepuperanmus macc-
CHEKTPOB OPTaHWYECKHX COeAMHEHWH. -JIeHWHTpan:
Xumus, 1986.

18. 3auxun B.I'., Bapnamos A.B., Muxaa A.1., [Ipocmaxos
H.C. OcHOBBI Macc-CIIeKTPOCKOIINY OPTaHWIECKHX COe-
nuHenni. -M.: MAUK "Hayka"/MuTepnepuouka, 2001.

Mocrynuna 10.03.2004

H.H. Cmonsp, X.A. Jlonatunckas, 10.M. FOtunos, C.B. I'pecsko
TAJIOTEHUPOBAHHUE 5-AMHUHO- 1 5-OKCOIMPOM3BOJHbIX UMHUOA3O0[4,5-bIUPUIUHA

VYcraHOBIIEGHO, YTO TalloTEHHpOBaHUEe S-amuHOUMEIa30[4,5-blnupuann-2-0HoB cBOOOIHBIM XJIOPOM HIIH OpOMOM B
JeASHON YKCYCHOM KHCIIOTE MPUBOJINUT K 00pa30BaHHUIO 6, 7-TUTaIoreHIIPON3BOIHEIX, a IPH OpOMHUPOBAHIH ITHPH IUHUI
OpoMHA-TIEepOPOMHUIOM B aHAJIOTHYHBIX yCIOBHIX 00pa3yroTcst 6-0poM-TIpon3BOIHEIE NaHHOTO rereponukia. IToka-
3aHO, yTO0 OpomMupoBaHue 5-okcommunaso[4,5-b]-nmupuaHoB kak cBOGOAHBIM OPOMOM, TaK W MUPUIUHHNA GPOMHI-
nepOpoMuIOM TpoTekaeT ¢ 00pa3oBaHHEM 7/-OpOMIPOU3BOIAHBIX. J[JIT MOATBEPKICHUS CTPOEHUSI CHHTE3HPOBAHHBIX

coequHenuil npusenaeHsl AMP “H cnektpsl.

BbisiBIICHHE B Py TATOT€HIPOU3BOTHBIX UMHI-
a30[4,5-blnupuaraa GhapMaKoIOTHYECKHX CBOWCTB
BBI3BAJIO MHTEPEC y HCCIEN0OBATENeH K TaHHOMY TeTe-
POIMKITY, CBSI3aHHBIA C MOMCKOM HOBBIX, Oojiee Co-
BEPUICHHBIX M H30MPATEIbHBIX MO TEPANEBTUYECKO-
My IEHCTBHIO CDPEICTB.

B kauectBe 3((HEKTUBHBIX aHAIBI€THYCCKHX, TTPO-
THUBOBOCHAJIUTENBHBIX M KapOMOHUKAIIUX CPEICTB
pexomenoBansl 5(6)-ranorenszamententbie N-ankui-
MPOU3BOAHBIX UMHUIa30[4,5-blnupunuu-2-ona [1, 2).
HexoTopble rajgoreHcoepKaiine MMHUIa30THPHIHHBI
00J1a/1a10T TIPOTUBOBUPYCHOM aKTUBHOCTBIO, HAMTPH-
Mmep N-ankunupoBanubie 2-propmerun-5(6)-mMmoHo-
win 5,6-auranoredsamernicHibie  uMuaaszol4,5-bjmu-
PUAMHOB, KOTOpPbIE 0COOEHHO 3(P(HhEeKTUBHBI NMPOTHB
muromeranosupyca reprneca (HCMV) [3].

OOnapyxeHHe Ccpeau TalioTeH3aMelleHHbIX
uMuaa30[4,5-bJuupunHOB aHTHTUIIEP TEH3UBHBIX
CBOMCTB CTHMYJMPOBAJO MOUCK 0O0JICe COBEPIICHHBIX
10 CBOEMY JeHCTBUIO OJIOKATOPOB AHTHMOTEH3UH |l
PELENTOPOB, HEOOXOIUMBIX JUIS JICUCHHUS TSIKEIBIX
(dopM THUNEPTEH3UU y YenoBeka [4—6).

Meroasl mosydeHUs 6-TanoreH3aMenieHHBIX
umMu1a30[4,5-bjnupuauHOB CBOAATCS K MUKITH3AIUA
COOTBETCTBYIOIUX O-AUAMUHOMUPHUIUHOB, 3aBEIO-
MO COJIEPIKAIUX aTOMBI TaJIOTEHA B MHPHUIAHOBOM
sape [7—9)], mu60 K mpsIMOMY TajlOT€HUPOBAHUIO TPO-

M3BOHBIX UMHUIa30[4,5-bjnupuanHa B yKCycHOM Kuc-
norte. Tak, 6pomupoBanue 1,2-mumerunumunasol4,
5-blnupuauna B 50 %-i yKCyCHO# KHCIOTE MPUBOIUT
K 00pa3oBaHuio 6-O0pOM3aMENICHHOTO JaHHOTO TeTe-
porwkia [10]. HanpoTus, npu 6pOMHPOBAHHH U XJIO-
pupoBanuu 2H-umunaszo[4,5-bjnupununos B nens-
HOM YKCYyCHOHM KHCIOTE HPOUCXOAUT 0Opa3zoBaHUE
5,6-nu6pom (muxnop)umuaaszo[4,5-blnupuaun-2-oHoB
[11, 12]. BpoMupoBaHue 2-MEeTHII3aMEIICHHBIX UMH/I-
a30MUPUANHOB MPUBOAUT K MPOAYKTaM 3aMEIICHHS
KakK 10 MUPHIMHOBOMY SIIPY, TAK U B OOKOBOH Me-
THIIBHOH TpyIIe ¢ 00pa3oBaHHeM 2-TpHOPOMMETHII-
6-6pomumuazo[4,5-bjnupununos [13].

Xnopuposanue u OpomupoBanue nmuaasol4,5-b)-
MUPHUINH-2-0Ha 1 ero N-METHIIBbHBIX aHAJIOTOB B Jie-
JSTHOW YKCYCHO#M KHCIOTE BENET K MOJy4deHuio 5,6-
nuxiop(audbpom)umuaasol4,5-bloupuaua-2-oHoB,
TOr/la Kak HOJUPOBAHUE TEX K& COCIMHCHHUH B aHa-
JIOTHYHBIX YCIOBHSAX MPOTEKaeT ¢ obpa3oBaHueM 6-
HOOTPOU3BOIHBIX [14—16].

ITponomkast paboTy MO M3YyYHHIO TAIOTEHHPOBA-
HUSI TMPOU3BOJMHBIX MMHIa30[4,5-blnupuauna Ham
MPECTaBISAIOCH 1EecO00pa3HbIM BBECTH B JAHHBIH
MPOIIECC COCMUHEHHSI, COACPXKAIINE aKTHBUPYIOIINE
aMHUHO- ¥ OKCOTPYIIIbI, HAIPUMeEP MPOU3BOAHBIE 5-
amMmuHOUMHK 1230 [4,5-blnupumun-2-ova u 5-okconmu -
a30[4,5-blnupuarHa. B kadecTBe ramoreHUPYOMINX
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CPEJICTB MPEIoIaraioch UCIOIb30BaTh CBOOOHbBIC
XJIOp U OpOM, a TakKe M MUPUAUHHKA GPOMHUA-TIEP-
opomun (ITBIT).

Caenenust 00 U3yYEHUH PEAKIMU TPSIMOTO Tajio-
reHupoBanust S-amMmuHo u 5-oxcoumunaso[4,5-bjnupu-
IMHOB B JIUTEPATYpE OTCYTCTBYIOT. MOXKHO OXH-
J1aTh, YTO BBEJACHHE AMHHO- U OKCOTPYIIbI B IIUPH/IU-
HOBBIH (parmeHT umugaso[4,5-blnupuanna axrusu-
pyeT JaHHYIO CTPYKTYpPY M 3TOT pakTop Oyaer oka-
3bIBATH PEIIAOIICE BIUSHUE HA MPOTEKAHKE MPOIIEC-
ca rajoreHHpOBaHMs, Ha 00pa3oBaHHE KaK MOHO-,
TaK W JUTaJOTEHIPOU3BOHBIX U3y4aeMbIX 0OBEKTOB.

JleiicTBuTensHO, OpOMUpPOBAHUE U XJIOPUPOBa-
uue 5-amuno-1,3-muruapo- (1a), 5-amuno-1,3-aume-
- (16) u 5amuno-3-mernn-(1 B)-umungaso[4,5-bj-
MUPUAUH-2-0HOB B JIEASHON YKCYCHOM KHCIOTE MO-
KeT TPUBOIUTH K 00pa30BaHUIO 6,7-AMraioreHpo-
U3BOJHBIX S-amuHOuMuAa30[4,5-bjoupuaun-2-onoB
(2a-8, 36) ¢ Beixomamu 21—55 %.

IIpu OpomupoBanuu S-amuHOMMHUAA30[4,5-b]-
mupuanH-2-0H0B (1 a,6) MBI IPUMEHWIIM HE TOJIBKO
cBoOouHbIi Gpom, HO u ITBIT [17]. Kunsuyenuem cre-
XHOMETPHUYECKUX KoJmdyecTB ocHoBanwuii (1 a,0) u TIBIT

ﬁ>=

1aﬂ

2X,, AcOH |

Z2as 30

] Py'HBr,

7
Br M
~
X
HNT "N N
R

4 a0

la:R=R'=H
2a.R=R'=
28:R=H R =CH, X = Br
4a:R=R'=

Cxema 1.

Cxema 2.
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16 R=R'=CH, 1s:R=H R
H; X =Br, 26: R=R'=CH,, X=BErg
36: R =R'=CH, X =CI;
H; 46.R=R'=CH,

B JICASTHON YKCYCHOW KHCIIOTE HAMH MOJYYeHBbI 6-MO-
HOOPOM3aMEIleHHbIE HCXOJHBIX OcHOBaHui (4 a,0)
¢ BeIxoJamMu cooTBercrBeHHO 83 u 53 % (cxema 1).

CBoOOHBIN HMOJ OKa3ajci HEaKTUBHBIM B pe-
akiuu ¢ S-amuHouMuga3o[4,5-bjnupuaun-2-onamu
(1a,6), a B ciyyae OpUMECHEHHUS OIHOXIOPHUCTOTO
MOJIa HaM HE Y/IaJoCh BBIICIUTH U3 CHIIBHOOKPAIIICH-
HOI CMOJIOOOPA3HOU peaKIIMOHHON CMECH UHIUBH-
IyallbHbIC TPOIYKTHI PEaKIUH.

CTpykTypa MHOJIyYEHHBIX COGI{I/IHGHI/II/I 4a,6
NOoATBEpKAeHa NaHHbIMU SMP H w uK- -CIIEKTPOB.
Tak, B IMP H crneKkTpax coenuHeHuit 4a,06 mpu-
CYTCTBYIOT CHHIJIETHBIN curHan npotoHa (7-H) mupu-
JUHOBOTO si7[pa M YIIUPEHHBIN CHHTJIET aMUHOTPYIIIIHI.

Beenenne akTUBHUPYIOLIEH aMUHOTPYIIIBI B 5-0¢
MOJIOKEHHE CTPYKTYphl uMua3o[4,5-bjnupunun-2-ona
COCOOCTBYET BXOXJICHHIO JBYX aTOMOB TaJOreHa
B T0JI0keHust 6 u 7 nmupuauHoBoro sapa [18], roraa
KaK MpOou3BOJHbIC MMHUAa30[4,5-bjnupuaun-2-ona B
QHAJOTUYHBIX YCIOBUSX MOJABEPTaOTCS TUTAIOTCHHU-
pOBaHUIO B moyoxenus 5 u 6 mupuauHoBoro ¢par-
MmenTa [14—16).

[IpencraBisaoch UHTEPECHBIM BBISICHUTH, KakK Oy-
JIeT MPOTEKATh PEeaKIus ra-
JIOTCHUPOBAHUS TPOU3BO/I-
HBIX ©MU1a30[4, 5-b]mupuu-
Ha, COJEPIKAIIUX OKCOTPYII-
My TOJILKO B TOJIOXKEHUU 5
MUPUAMHOBOTO (parMeHTa.

Okaszajnock, 4To Opomu-
poBanue ocHoBanuii (5, 7 a,0)
Kak OpOMOM B JIEASTHOHN YK-
cycHoil kucnore, Tak u I1bI1
BEJIET UCKITIOYUTENBHO K 00-
pa3oBaHMI0 6-MOHOOPOM IPO-
u3BoIHBIX (6, 8 a,0) (cxema 2).

CTpykTypa HpPOIYKTOB
peakiuu (6, 8a,0) qoka3zaHa
nanaeiMu X SIMP “H cnek-
TpoB. Crektpsl SIMP ™ 1o-
JIYYCHHBIX COCIMHEHUI XapaK-
TEPU3YIOTCS HATTYHEM JIHIIIb
OJIHOTO CHHIJICTHOTO CHTHA-
J1a apOMATUYECKOTO MPOTO-
Ha 7-H nmupuauHOBOTO par-
MeHTa B obnactu 7.83—8.23
M. HonyquHLIe TIAHHBIE
SMP H CIEKTPOB XOPOIIO
COTJIACYFOTCSI CO CBEICHHMSMHU
0 XMMHUYECKOM CI[BUTE IMPO-
ToHa 7-H, B opTo-monoxe-
HUHU K KOTOPOMY HaXOHUTCS
atom Opoma [9].

=CH,;
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Crnextpsl IMP St MOJIyYEHHBIX COCAMHEHUI CHA-
Tl Ha crekTpomerpe Gemini-200 ¢ paboueii yacro-
toit 200MTI'n B IMCO-dg u CDCl; Bnyrpennnii
crangapT — ['IMC. UK-ciekTpsl 3anucaHbl Ha CEK-
tpomerpe Specord 75IR B tabnerkax KBr. Kon-
TPOJIb 32 YUCTOTOH U WHANBHIYATHOCTHIO MOJTYYICH-
HBIX COEIMHEHUH ocymiecTBsuin MerogoM TCX Ha
miactuakax Silufol UV-254 (amtoent — crupr, xJio-
podopm). AHanu3UpyeMble BEIIECTBA MPOSIBISUTH B
V®-cBere nnn mapamu noga. CHHTE3 HCXOTIHBIX COe-
nunennii (1 a-8,7 a) onucan B paborax [7, 19, 20].

6, 7-Hubpom-5-amunoumudasol 4,5-b] nupuoun-2-
on (2 a). K pacreopy 0.75 (5 mmoins) S-aMmurouMHuI-
aszo[4,5-blnupunuu-2-ona (1a) u 09r (11 mmors)
anerata HaTpusa B 15 MJ JensHON yKCYCHOHM KHCIO-
ThI TIPY MIEPEMEIIUBAHUY U KOMHATHOW TEMITEpaType
npubasunu pacreop 0.55mn (11 mmons) 6poma B
6 MJI JTensTHOM YKCYyCHO# KHCIIOTBI. 3aTeM CMecCh Ha-
rpesamu npu 80—85 °C B Teuenue 5 4. Beinapmmii
OpU OXJTAXKACHUH YEPHBIA 0CaJ0K OTHUIBTPOBAIH,
cycrien3upoBanu B 20 MJT BOJBI W IOIIEIAYNBATU
7 %M BoxubIM pactBopoM NaOH. [TomyuenHsiii pac-
TBOp 00paboTain aKTUBUPOBAHHBIM YIJIeM, OT(H-
npTpoBanu, a GuibTpaT HelTpamuzoBamu 10 %-m
pacTBOPOM COJISTHOM KUCIOTHI. BhIMaBIIMii ocagok BbI-
Iemsi U cymnnd. Beixon npogykra peakuun 0.35T
(23 %). T.nm1.>340 °C (pa3zn.). UK- JCTeKTp, n, eM -
3300—3400 (NH,). Cnextp SAMP ¢l (IMCO- d6, d,
m.1.): 5.38 c. (2H 5—NH2) 10.30 yur.c. (1H, N:H);
10.90 ymr.c. (IH, N —H)

Haiigeno, %:. C 23.21; H 1.24; N 18.03.
CgH4BroN4O. Beruucneno, %: C 2340; H 1.31;, N
18.19.

6, 7-{ubpom-5-amuno-1,3-oumemunumuodasol 4,5-0] -
nupuoun-2-on (2 6) NOJyJaad aHAJOTHYHO COCTUHE-
HHUIO 2 a, UCX0Ms u3 5-aMuHO-1,3-TUMEeTHITUMHIA30-
[4,5-blnupuaun-2-ona (1 6). Beixox mpoaykra peak-
111/11/1 37 %. T.m1. 210—213°C (pasn.). I/IK—cneKTp, )

1 3300—3400 (NH,). CneKTp }IMP Séi (IMCO-
de d m.a.). 3.36 ¢ (6H, N—CH3M N—CH3) 530 c.
(2H, 5NH,).

Haiigeno, %:. C 28.39; H 2.34; N 16.45.
CgHgBroN4O. Beruucneno, %: C 28.60; H 2.40; N
16.68.

6, 7-Hubpom-5-amuno-3-memurumuoasol 4,5-b] nu-
puour-2-on (2 6) mosydanau mogobHO coemuHeHHO 2 a,
UCIOJB3YsT S-aMuHO-3-MeTruMua30[4,5-bjnupu -
2-ou (26). Boixon mpoaykra peakuuu 55 %. T.mo.
293—296°C (pasn.) (IM®A-soxa (1:1)). K-
CIIeKTp, N, cM L 3300—3400 (NH,). CneKTp SIMP H
(IMCO-dg, d, m.1.): 331 c. (3H, N —CH3) 527 ¢
(2H, 5NH,); 10.29 ym.c (1H, N —H)

Haiigeno, %: C 2590; H 1.83; N 17.22.

102

CHgBroNO. Beruucneno, % C 26.11; H 1.88; N 17.40.
6,7-uxnop-5-amuno-1,3-oumemunumuoazol 4,5-b] -
nupuoun-2-on (3 6) . Yepes pacrsop 0.35 (2 Mmmob)
umunasonona (16) u 0.41r (5mmons) anerata Ha-
Tpuss B 8 MJI JIGASHON YKCYCHOW KHCIOTBI MPOMYyC-
KaJi TOK CyXOro XJiopa MpH KOMHATHON TemIepa-
Type B TedyeHne 20 muH. [TomnydeHHyro cycrneH3uio Ha-
rpeBaii Ha KWILIIEH BOISHOUW OaHe B TeyeHUE 5 u.
Ha caenyromuii nens cmech puiabTpoBanu. OcTraTok
oOpabaTsiBau 5 M1 BOJIBI U HelTpanusoBaimu 25 %M
BOJHBIM PAacTBOPOM aMMHUaKa. BeIMABIIHN 0CaI0K
BBIJICISUTH, CYIIMIA U KPUCTAJUTU30BAaIH U3 2-Tpora-
HoJja. Berxon mpoaykra peaKiuy 0.1r (21%). T.mm.
245—247 °C. I/IK—cneKTp, n, oM - 3300—3400 (NH?
Crextp SIMP ¢l (CDC|3, d, MI() 345 ¢ (3H, N
CHy); 348 ¢ (3H, N —CH3) 514 ¢ (2H, 5NH,).
Haiigeno, %: C 38.67; H 3.19; N 2251
CgHgCIoN 4O. Boruncneno, %: C 38.39; H 3.26; N 22.68.
6-bpom-5-amunoumudasol 4,5-0] nupuoun-2-on (4 a) .
Cmece 0.25r (1.5mmons) 5-ammnoumupaso[4,5-b]-
mupuanH-2-ona (1 a) u 0.64 r (2 MMoJIb) IUpUIHHAIN
O6pomua-epbpomuaa B 17 MiI YKCYCHON KHCIOTHI Ha-
rpesaym mpu 75°C B Teuenne 354, a 3aTeM ymapH-
Bamu nocyxa. OcraTok oOpabatsiBamu 10 M1 BOJIBI
u HedTpanuzoBanu 2 5%-M BOJHBIM PacTBOPOM aMm-
MHaka. BeImaBimii ocagok BBLIISIH 1 CYIIHIH. Bri-
xon 0.38r (83 %). T.u. 315 °C (pasn.). Crexrp SIMP
By (AMCO-ds, d, m.1.): 445 yurc. (2H, 5NH)y); 7ZI.C
(1H, 7-H); 10.34 ¢ (1H, N:H); 11.01 ¢ (1H, N°-H).
Haiineno, % C: 31.30; H 2.12; Br 34.78.
CgHBrN 4O. Beraucneno, %: C 31.44; H 2.18; Br 34.90.
6-bpom-5-amuno-1,3-oumemunumuoasol 4,5-b] nu-
puoun-2-on (4 6) noaydaau aHAJIOTUYHO COECIAUHE-
v 4 a, ucxond u3 5-amunO-1,3-mUMeTHIMMUIA-
30[4,5-blnupunun-2-oxa (1 6) u nupugHHUN OpOMUI-
nepbpomuna. Beixon 0.2r (53 %). T.mr. 195—196
°C (2-nponauonn). CneKTp SIMP “H (Z[MCO de, d,
m.a.): 319 ¢ (3H, N —CH3) 321l ¢ (3H, N —CH3)
5.15 ym.c (2H, 5NHy); 7.56 ¢ (1H, 7-H).
Haiigeno, % C: 37.16; H 3.47; N 21.58.
CgHgBrN4O. Boruncneno, %: C 37.37; H 353, N 2L.79.
1-M emunumuoasol 4,5-b] nupuoun-5-on (5) nony-
vanu anano2uyHo coedunenuio 7 a, ucxons u3 Ng-
okucu 1-merunumunaszo[4,5-bjnupuauna [8]. Beixon
60 %. T.m1. 270—272°C (cnupt : Boma =1:1). I/IK—
1 1645 (C=0). CneKTp SIMP H

CIIEKTpP, N, CM
(IMCO-dg, d, m.1.): 375 ¢ (3H, N —CH3) 6.23 1
(1H, 6H, J=8.0Tm); 7.79 a (1H, 7-H, J=8.0 Tn);

795 ¢ (1H, 2-H); 11.80 ym.c (1H, NA—H).
Haiigeno, %. C 56.16; H 4.68; N 28.02
C-H/N3O. Beruucneno, %: C 56.37; H 4.73; N 28.17.
3-M emunumudasol 4,5-b] nupuoun-5-on (7 6) mno-
Jy4and TO CIeyloued cxeme. 2-MeTHJIaMHHO-3-
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HUTPO-6-xnoprmupuaur (9) ® 2-merunaMuHoO-3-HUT-
po-1H-6-okco-mupunun (10) ® muruapoxmopu 2-Me-
TUTaMuHO-3-aMuHO-1H-6-okcomupumun  (11) ® 3-me-
tun-umua30[4,5-blnupugun-5-ou (7 6).

2-M emunamuro-3-numpo-1-H-6-oxconupuoun (10) .
Cwmech 21 (11 MMOJIB) 2-MeTHIIAMHHO-3-HUTPO-6-XJ10P-
mupuanaa (9) [21] u 10 mu 75 %-ro BogHOTO pacTBO-
pa NaOH kunstwim B Teuenue 2 4. PactBop oxiax-
JaJld ¥ HEeHTpaJM30Bajl KOHIIEHTPHUPOBAaHHOU cO-
JITHOM KHUCIOTOW. BpINMaBmIuil CBETIO-XKEITHIN Oca-
JOK OT(UILTPOBBIBAIM, IPOMBIBAIIA BOJIOW U CYIIU-
qu. Beixon 0.8 1 (44 %). T.m1. 268—272 °C (pasn.).
NK-criektp, n, cm - 1350 (NO, acum.); 1530 (NO,
cum.); 1610 (C=N); 1710 (C=0); 3200—3230 (NH).

Haiigeno, %:. C 42.42; H 4.11; N 24.69.
CgH7N 303. Boruncieno, %: C 42.61; H 4.17, N 24.84.

Hueuopoxaopuo 2-wemunamuno-3-amuno-1H-6-
oxconupuoun (11). Tlomemnranu B "yTKy" Ui KaTtaiu-
TH4eckoro ruapuposanus pacteop 0.8 (4.7 MMoIib)
2-merunamMuHo-3-HuTpo-1H-6-okconupununa (10) B
20 ma mermnoBoro crupta, 20 MIT TeISTHOW YKCYCHO
kuciotel u 0.21 25 %-ro mamnanus Ha yrie. Beitec-
HSUTM BO3JyX M MPOIIECC TUAPUPOBAHUS MPOBOIUIU
MpY KOMHATHOW TEMIIEpaType ¥ HOPMaJIbLHOM aTMOC-
(dbepHOM HaBiIeHUH B TeueHUE 4—6 4 10 MOTIIONICHHUS
HeoOxouMoro o6seMa Boaopoaa. OTHUIBTPOBBIBA-
JIM KaTaJIn3aTOP U MPOMBIBAJIH €ro S MJI METHIOBOTO
cnupTa u 5 MI JesHoM ykcycHO kucnoTsl. K ¢uib-
Tpaty npuOaBIsIU 3 MII KOHIICHTPUPOBAHHON COJISI-
HOMW KUCIOTHI ¥ TaHHBIN PacTBOp yHapHuBaJiv JOCyXa.
TemHO-CHHUI OCTaTOK 00pabaThiBaNN 2 MJI STHIOBO-
TO CIHMpTa, a 3aTeéM TPOEKpaTHO — IO S M1 cyxoro ¢u-
pa. Beixoa 0.6 T (61 %). T.mn. 240—242 °C (pasn.).

Haiigeno, %:. C 34.06; H 5.20; N 19.78.
CgHgN302HCI. Beruucneno, %: C 34.30; H 5.28;
N 20.00.

3M emunumuoasol 4,5-b] nupuoun-5-on (76). Cy-
criesuto 0.6 r (2.8 MMOJTB) AUTHAPOXIOPHUIA 2-METHII-
amuuo-3-amuu0-1H-6-okcormmpumun (11) B 30 Mt op-
TOMYPaBBHHOTO 3¢upa u 1 MJ1 MypaBbUHON KHUCIOTHI
Harpesamu npu Temneparype 135°C B Teuenue 12 u.
Oxnaxpganu. Ocafiok TEMHO-CUHETO LIBETa OT(UIBT-
POBBIBaJIM, a QUIBTPAT yIapHUBaJIM B BaKyyMe /IO OA-
HOH TpeTH NepBoHaYaIbHOTO 00beMa. Oxiaxnany. Bel-
MABIIUH 0CAOK BBIACISUIA U OYMINATH M3 BOJBI C
aKTUBHPOBaHHBIM yrieM. Beixox 0.21 t (47 %). T.mo.
215—217 °C. I/IK -CIIEKTpP, N, CM L 1650 (C=0).
CneKTp IMP H (IMCO- d6, d, m.1.): 3.78 c. (3H,
N—CH3) 6.55 0. (1H, 6-H, J=8.0Tu); 7.89 x. (1H,
7-H, J=8.0Tm); 8.10 c. (1H, 2-H).

Haiigeno, %: C 56.15; H 4.68; N 27.99.
C;H;N3O. Bbruucneno, %: C 56.37; H 4.73; N 28.17.

6-bpom-1-memunumuoazol 4,5-b] nupuoun-5-oun (6) .
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K cycnensun 0.21rt (1.4 MmMmousb) 1-MeTHIUMHIA30-
[4,5-blmupunun-5-ona (5) u 0.25r arerata HaTpus
B 4 MJI JIEASTHON YKCYCHOM KHCJIOTBI MPHU TIEPEMEIIIH-
Bauun npubapwsn pacteop 0.16 mn (3.1 Mmouib)
Opoma B 1wmu nemstHOW ykcycHO# kucinoTsl. CMmech
HArpeBalu Ha KUMsIiedl BOASHOW OaHe B TeUCHUE
4 4. Oxnaxxganu. BeiBaBmuii ocaok oTGUIBTpOBa-
4, a QUIBTpAT ynapuBaiud B Bakyyme aocyxa. Oc-
TaToOK cycreH3upoBanu B 10 M BOJBI U HEUTpau-
30BaH 25 %-M BOJHBIM pacTBopoM ammuaka. Oca-
JOK BBIJENSUIA, CYIIWIH M KPHCTAJUIU30BATIH U3
JIM®A. Beixon O. 16r (509%). T.nn. 275—277 °C
(pasm.). CneKTp IMP H (IMCO-g, d, m.1.): 383 ¢
(3H, N —CH3) 795(: (AH, 7-H); 8.39 ¢ (1H, 2-H);
12.40 ym.c (AH, N —H)
Haiigeno, %: C 36.71; H 2.59; N 18.25.
CgHeBrN 0. Brraucneno, %: C 36.87; H 2.65; N 1843.
6-bpomumuodaszol 4,5-b] nupuoun-5-on (8 a) . Cmecn
0.55 r (4 mmous) umuaazol4,5-bjnupunun-5-ona (7 a)
u 1.28 1 (4 MMoITh) IUPUIHHUE OpoMua-iepOpomMuaa
B 4 MJI JIENIHOW YKCYCHOW KHCIOTHI HATPEBAU MpPH
70 °C B Teuenue 2.5u. BeimaBmmii ocanok oTduIb-
TPOBBIBAIM, TpOMbIBaIH 1 M chyCHOI/I KHUCIIOTHI U
BO/JIBI. Bmxoa 0.66 r (78 %). T.mn. 365°C. Cnektp
SIMP H (IMCO-dg, d, m.1.): 823 < (AH, 7-H);
857 ¢ (1H, 2-H); 12.30 ym.c (1H, N —H)
Haiineno, %: C 33.47; H 1.82; N 19.44.
CgHsBrN 4O. Brraucneno, %: C 33.67; H 1.88; N 19.63.
6-bpom-3memunumudazol 4,5-0] nupuoun-2-on (8 6)
TOJIy4aJIl aHaJIOTHYHO COEIMHEHHIo 6, ncxons u3 oc-
nosauus 7 6. Beixox 0.18 r (57 %). T 1. 285—287
°C (IM®A-Boxa). CneKTp SIMP H (AIMCO-dg,
d, m.1.): 3.89 ¢ (3H, N —CH3) 7.83 ¢ (AH, 7-H);
841 ¢ (1H, 2-H); 12.10 ym.c (1H, N —H)
Hai#ineno, %: C 36.68;, H 2.61, N 18.21.
C/HBrN3O. Beraucneno, %: C 36.87; H 2.65; N 1843.

PE3IOME. TanorenyBanHs 5-aminoiminaso[4,5-b]mi-
PUANH-2-0HIB BIIBHUM XJIOpOM abo OpOMOM y JIbOJOBIH
OIITOBIM KHCIOTI MPU3BOJHUTH JO YTBOpPEHHs 6,7-muralo-
TeHIIOXITHUX, a TpH OpoMyBaHHI MIpUAMHIKOpOMIT-TIep-
OpominoM 3a MOAIOHUX YMOB yTBOPIOIOTECS 6-OpoMIoXigHi
naHoro rereporukiy. [Tokasano, mo OpomyBaHHS S5-0KCO-
imigaso[4,5-blnipuanHiB sx BinkHUM GpoMoM, Tak i mipu-
nuHIHOpoMin-iepOdpominom nepedirae 3 yrBOpeHHIM TUTBKH
7-6pommnioximHux. [Ins migTBEepKCHHS OyIOBH CHHTE30Ba-
HuX cronyk npusexeHi SIMP "H crmextpu.

SUMMARY. Halogenation of 5-aminoimidazo[4,5-
blpyridin-2-ones by free clorine and bromine in glacial
acetic acid leags to formation of their 6,7-dihalogeno deri-
vatives, but bromination of the same heterocycles by pyri-
dinium bromide-perbromide in the similar conditions af-
fords their 6-bromoderivatives. Bromination of 5-oxoimi-
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dazo[4,5-b]pyridines with bromine or pyridinium bromi-
de-perbromide leads to formation of their 7-bromoderiva-
tives only. The structures of cynthesized compound was
confirmed by PMR spectrometry.
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I'.I. €aarin, O.1. T'eBycs, B.JI. Mu3wk, JI.O. Ko6pun, 10.1. Cugopos

XIMI3M YTBOPEHHA a-EINIOKCHUIIEPOKCHUAY 3 ENIXJIOPT'IAPUHY,
TPET-BYTHJITZIPOINEPOKCHY TA KAJIA TIAPOKCHUIY

Meronamu QopmanbHOT KiHETHKH, mmamepoBoi i rasopizmHHOi Xpomartorpacdii Ta IMP ot CHEeKTPOCKOIIi 1oBexme-
HO, IO 3 ABOX MOJKJIMBHX CXeM IpoIecy yTBopeHHS 1,2-emokcu-3-TpeT-aJKuINepOoKCHIIPOINIaHy 3a PEeakIfi€lo emi-
XJIOPTiApHUHY 3 TpeT-ankinrigponepokcunamu ta KOH Oinmbm BiporigHolo € aABOCTajdifiHa — MpHEIHAHHSA aj-
KUITiIpOTIepOKCH Ty 1 HACTyIIHE BIALICIJICHHS TiIpOTEH XJIOPHUIY.

HeopaunapHi BIacTUBOCTI, JOCTYIHICTb 1 IPOC-
TOTa OJICpKaHHS A-CMOKCUIEPOKCUAIB, CHHTE30Ba-
Hux Brepme y 1971 poni mpu B3aemonii emixyiop-
TiApuHY 1 ankinrigponepokcuis [1], 00ymMoBHIH 1K~
POKMM pPO3BUTOK JOCHIJKEHb, MPUCBIYECHUX BUB-
YEHHIO PI3HUX aCIeKTiB iX 3acTocyBaHHA. 30Kpema,
Taki eNOKCHUIEPOKCUIN BUKOPUCTOBYIOThCS SIK iHi-
HiaTopu MmojiMepu3auii st oJAep>KaHHS oJlirome-
piB 3 KIHIIEBUMHM EMOKCUJHUMHU TPyNaMHu, pearcH-

TU-MOIUGIKATOPU I OACPKaHHA MEPOKCHIOBMIC-
HUX moJiMepiB [2, 3).

Onnak 0cOOMMBOCTI XiMi3My YTBOPEHHS LUX
crionyk 3 emixnopriapuny (EXT), ankiarigpomnepok-
cuny (ATTI) i kauniit rigpoKCUIy y PI3HUX CEpENOBH-
max 3aJIMIIAI0THCS HE3'SICOBAHUMU.

Curin 3a3Ha4MTH, 110 YTBOPEHHS €MOKCHUIIEPOKCHU-
Jly MOKE TPOXOJUTH JBOMA NDIAXamu. [lepuinii 3 HUX
— 11e Oe3nocepenHe HyKJIeo]ibHE 3aMillleHHs aTo-
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