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CHHTE3 1 XUMHWYECKUE TPEBPAILIEHUAS
2-BPOM-6-®EHUJIMMHUIA30[2,1-b]-1,3,4-THATUA30JIA

BsaumopeiictBue  2-amMuHO-5-0pom-1,3,4-THanuazona ¢ o-OpoManeToGpeHOHOM IMPHUBOIUT
K 2-6poM-6-penmnumunasol2,1-b]-1,3,4-tnaguazony. Atom O6poma B mosoxeHuu 2 2-Opom-6-
¢dernnmumunazo[2,1-bJ-1,3,4-tnagnazona gerko 3aMemaeTcs Mo AeHCTBHEM BTOPUYHBIX aMHHOB.

KiwueBble ciioBa: 2-amuHO-5-0Opom-1,3,4-tnamuaszon, 2-6pom-6-¢denumnumunasol2,1-b]-
1,3,4-tnamuazon, 2,5-mubpom-6-¢penmnumunaso|2,1-b]-1,3,4-tnagnazon, 2-mop¢oarHO-5-MOp-
¢domHOMeTHI-6-pennmmunaso[2,1-b]-1,3,4-tnagnazon.

HnTepec x nmponsBogHbIM uMuIa30[2,1-b]-1,3,4-Tnannazona cBsi3aH mpexie
BCETO C MOMCKOM HOBBIX OMOIIOTUYECKH aKTHBHBIX BEIIECTB M CO3JJaHHEM Ha UX
OCHOBE JIeKapCTBEHHBIX TpenapatoB [l—4]. Hawmbonee pacmnpocTpaHeHHBIM
METOJIOM CHHTe3a uMuaaso[2,1-b]-1,3,4-tnagna3onos sBisercs peakuus 5-R-2-
amuHo-1,3,4-THaIna30J0B C O-TaJOr€HKETOHaMH [5—7], KOTOpasi, OZHAKO HE
JIaeT BO3MOXXHOCTH CHHTE3UPOBATh IIUPOKUHN KPYT POU3BOHBIX UMHIa30[2,1-b]-
1,3,4-Tnagnasona.

C menplo pacuiipeHUs acCOPTUMEHTa IPOHW3BOMHBIX M TIOMCKAa HOBBIX
OHMOJIOTMYECKN aKTUBHBIX BEIIECTB HAMHU pa3padOTaH METO]| CHHTEe3a 2-0poM-6-
¢denmmmunasol2,1-b]-1,3,4-tuaguazona u3 2-amMmuHO-5-0pom-1,3,4-Tnagnazona
u o-OpomarierodeHoHa.

[Ipu B3aumopelicTBUM 2-aMuHO-5-0pom-1,3,4-Tnagnaszona ¢ a-Opomariero-
(eHOHOM B cpefie KHILIIEro CIUpTa o0paszyercss ruapodpomMun S-Opom-2-
UMHHO-3-(peHannn-2,3-quruapo-1,3,4-tuaguazona (1), KOTOpBIA BBIMAAaET
B ocaZiok. B pesynprare manpHeimero kunsdenus coau 1 (10-15 1) B cniupte
MocIe OXJAXKACHUS U HEUTpaIU3alMM 3KBUMOJSIPHBIM KOJMYECTBOM aleraTta
HaTpHsl ody4eH 2-0pom-6-penmnumunasol2,1-b]-1,3,4-tuagnazon (2) ¢ BeIXO-
oM 78%.
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B UK cnektpe coenmaenust 1 uMEIOTCS TOJIOCH IMOTJIOMICHHUST B 00JIacTH
1712 cM', CBHICTEIBCTBYIOIIIE O HATHYHH KapOOHWIBHON IPYIIIEI B MOIEKYJIE.
Ot nonocel orcyrcTBytoT B MK cmekrpe 2-6pom-6-dhenmmumunasol2,1-b]-
1,3,4-tuammasona (2). B cnexrpe SIMP 'H coenmHenns 2 mposBISETCS CHTHAT
B obmactu 8.71 M. 1., COOTBETCTBYIOIIUN MTPOTOHY B IMOJOXKEHUU S5 UK.

Hamu npoBeneHO OpoMHpOBaHHE COCIMHEHHS 2 MOJIEKYJIIPHBIM OpOMOM
B cpelie JEASTHOW yKCYCHOM KHCIOTHL. M3 murepaTypbl H3BECTHO, YTO MPOTOH
B MOJIOKEHUU 5 umuaaszo[2,1-b]-1,3,4-tmagnazona SBISICTCS aKTUBHBIM U JIETKO
BCTYIAET B PEAKIHIO AIIEKTPOPHIBLHOTO 3aMerieHus [8].

[Ipu B3aumopetictBuu 2-Opom-6-penunmumunaszol2,1-b]-1,3,4-tnagnazona
(2) ¢ MonexyIApHBIM OPOMOM B Cpefie JeATHONW YKCYCHON KHUCIOTHI C BBIXOJOM
83%  momyden  2,5-mubOpom-6-¢penwmmunasol2,1-b]-1,3,4-tuaguazon  (3),
Bcrektpe SIMP 'H KOTOpOro OTCYTCTBYeT CHTHal IIPOTOHA B 00IAacTH
8.71 M. 1., YTO CBUACTEILCTBYET O 3aMEHE MPOTOHA B TMOJIOKCHHUH S5 IHUKJIA Ha
aToMm Opoma.

Cunre3 2-amuHO-6-(benmmmmMunaszol2,1-b]-1,3,4-tnaguaszona u3 2,5-IuaMUHO-
1,3,4-tnanuazona W o-OpomaneropeHoHa [6—8] wuMeeT OrpaHUYCHHBIC
BO3MOXXHOCTH, TO3TOMY C IENBI0 Pa3paOOTKH HOBBIX METOJOB MONYUYCHUS
aMUHOTIPOM3BOJIHBIX UMHUAa30[2,1-b]-1,3,4-Tuaguazona HaMHU HCCIIECIOBAHBI
peakiuu 2-0poM-6-henunumuiaszo|2,1-b]-1,3,4-tuanuazona (2) ¢ pa3nuyHbIMU
amMuHaMmu. HalifieHo, 4To mpu B3aMMOACUCTBUU OpoMHIa 2 ¢ JUATHIAMUHOM H
MOpP(OJIMHOM B CIIMPTOBOH Cpelic C BBICOKMM BBIXOJIOM  IOJIYYarOTCs
COOTBETCTBYIOIIME aMUHEI 4 1 5.
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IIpu wuccrnegoBanum peakuu 2-6pom-6-pennnumuiazol2,1-b]-1,3,4-tua-
nuasona (2) ¢ u30bITKOM Mop(onrHa B PUCYTCTBUU (pOpMaiHa YCTaHOBIEHO,
YTO B 3TUX YCJIOBHUSAX MPOMCXOIUT HyKJIeo(pUIbHOE 3aMelleHne aToMa Opoma,
HaXOJSIIErocsi B TOJNOKEHHH 2, ¥ aMHHOMETHIIMPOBAHWE B MOJOXEHUE 5
nmuaaszo[2,1-b]-1,3,4-tuaguasonsHoi  cucTeMbl. B pe3ynbTaTe ¢ XOpOUINM
BBIXOJIOM TOJNy4YeH 2-MOP(OIHHO-5-MOPPOIMHOMETHI-6-(eHnmumunaazol2,1-b]-

1,3,4-tnagmazon (6).
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.
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B crextpe SIMP 'H coenmmHenns 6 OTCYTCTBYeT CHTHAN MPOTOHA B MOJO-
)KEHUM 5 M TOSBIISIOTCS CUTHaNbI npu 3.46 M. 1. B BUJI€ CUHIJIETA U YETHIPE
nybnera B oOmactm 3.30-3.64 M. 1., oTHOcsAmmecs K MOP(OIHMHOBOMY
(parMeHTy W CBUAETENHCTBYIOMIME O TOJYYEHHH JAHHOTO COSIMHEHUS.
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XapakTepuCTHKH CHHTE3MPOBAHHBIX COeJIMHEHMI

Coe- Haiineno, %
AuHe- BpyTTo- Brraucneno, B X BeIxog,
T. mn., °C I
Hue - o L., UK crniextp, v, cMm Croextp SIMP 'H, o, m. 1. (J, ['m) %
C H
1 CoHoBr,N;3S 31.32 2.22 245-247 3130 (NH), 2980 (C=C), 95
31.68 2.39 1715 (C=0)
2 CoHgBrN;S 42.48 2.11 196-198 1640 (C=N), 1610 (C=C) 8.7 (1H, ¢, H-5), 7.80-7.32 (5H, M, C¢Hs) 78
42.87 2.15
3 CoHsBr,N;S 33.19 1.17 130-132 1610 (C=N), 1570 (C=C) | 7.70-7.22 (5H, m, C¢Hs) 83
3345 1.31
4 Ci4H1N5S 61.47 4.18 111-113 1620 (C=N), 1565 (C=C), 8.49 (1H, ¢, CsH), 7.80-7.37 (5H, m, C¢Hs), 3.64 (2H, x, 69
61.73 424 3110 (C-H) CH,), 1.20 3H, T, J~ 7, CH3)
5 C4sH14N,OS 58.39 4.78 208-210 1621 (C=N), 1583 (C=C), 8.23 (1H, c, H-5), 7.94-7.20 (5H, m, C¢Hs), 3.65 (4H, m, 94
58.72 492 3100 (C-H) J=4.5,CH,), 3.53 (4H, 1, CH,)
6 C19H»;N50,S 59.08 5.98 218-220 1621 (C=N), 1578 (C=C) | 7.60-7.36 (5H, m, C¢Hs), 3.64 (4H, 1, CH,), 3.56 (4H, n, J = 61
59.19 6.01 4.5, CHy), 3.46 (2H, ¢, CHy), 3.40 (4H, x, J = 4.5, CH,),
3.30 (4H, 1, CH,)
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SKCIIEPUMEHTAJIBHASL YACTb

UK criekTpsl 3amucanbl Ha ciektpoMerpe UR-20 B Tabnerkax KBr, criekrpst IMP 'H — Ha
npudope Tesla 5873C (100 MI'u) B IMCO-dg, BuyTpennuii crangapt I'MJIC. Temmeparypa
IUIABJICHUS.  ONpEZeNieHa Ha MHKPOHAarpeBaTeJIbHOM CToiuke Boetius. XapakrepucTuku
MOJyYECHHBIX CO€ANHEHUH MpUBEaEHB! B Ta0N. 1 1 2.

I'mapodpomup 2-(5-6pom-2-umuno-2,3-auruapo-1,3,4-tuaauazon-3-ui)-1-gpennadTanona
(1). PactBop 1.8 r (0.01 wmomnp) 2-Opom-5-ammnuo-1,3,4-tanuazona u 0.01 Moib o-Opom-
areroeHona B 20 MJI CIHpTa KUIATAT NPH IEpeMEIIMBaHUM B TedeHHe 2 4. OxyaguB 10
KOMHATHOI TeMIiepaTyphl, BBITABIINHA 0Calg0K OT(GUIBTPOBBIBAIOT, IIPOMBIBAIOT 10 MII KHUIIAIIETO
CIHpTa U CyIIar.

2-Bpom-6-pennaumunaso|2,1-b]-1,3,4-ruaguazoun (2). Pacreop 0.01 mons comu 1 B 30 Mt
CIHpTa KUIATAT NPH TEpeMEeIINBAaHUM B TedyeHHe 13 4. PeakmMoOHHYI0O CMeCh OXJIQKHAIOT
n Heirpanusyior 0.82 r amerara HaTpus. BemaBmmii ocafiok OTGHIBTPOBEIBAIOT, MPOMBIBAIOT
BOJIOH U NEPEKPUCTAIUIN30BBIBAIOT U3 JUOKCAHA.

2,5-1n6pom-6-pennaumuaaso|2,1-b]-1,3,4-ruaguazon (3). K pacreopy 0.01 mons 2-6pom-
6-¢permnmmunazol2,1-b]-1,3,4-tnagnazona B 15 M neQsHOM YKCYCHOW KHCIOTHI JOOABIISIOT IPU
nepememmBanun 1.6 T (0.01 momp) Opoma. Cmech BeiAepkuBaroT 60 MHH MpU KOMHATHOU
TeMIeparype, 3aTeM PeaKUHOHHYI0 Maccy pa30aBisitoT 50 MU JensHOH BOIBI M HEUTPAIU3YIOT
0.82 r amerarta HaTpus. BeimaBmmid 0cafiok OT(QHUIBTPOBBIBAIOT, IPOMBIBAIOT BOJOW M KPUCTAN-
JHU3YIOT U3 JUOKCAaHA.

2-Im3THIIaMUHO-6-pennnmuaaso|2,1-b]-1,3,4-Tuaguazon (4) u 2-mopdoauno-6-penni-
umnnaaszo|2,1-b]-1,3,4-tuagnazon (5) (obmas mertonuka). PactBopstor 0.01 monbs 2-OGpom-6-
¢benmnmumunazo[2,1-b]-1,3,4-tuagmazona B 15 M cnupra W NpU MEPEMEIIMBAHUM JTOOABIISIOT
0.02 monp amuHa. CMech KHUIATAT NPU NEPEMELIMBAHUM B T€YEHHUE S5 4, 3aT€M PEaKLUOHHYIO
MacCy OXJIXIAIOT U pa3dasistror 60 MiI JensHON BoAbl. BeimaBmmii ocaok oTHUIBTPOBHIBAIOT,
IIPOMBIBAIOT BOJIOH.

2-MopdoanHo-5-mopdoanHomeTwiI-6-penmmummunaso|2,1-b]-1,3,4-ruaguazon  (6). Pactpo-
psiror 0.01 momb 2-6pom-6-penunmmunasol2,1-b]-1,3,4-tnanuazona B 15 M cnupra u 1pu nepe-
MemmBaHuH 100aBistioT 0.03 Moms MopdonrHa. CMech KUITST IPH NePEMEIINBAaHUN B TCUCHHUE
6 9, 3aTeM PEaKIMOHHYIO MacCy OXJXHAIT W pa30aBisioT 60 Ml jeasHOi Boxsl. BrimaBmmii
0Ca/I0K OTGHIBTPOBEIBAIOT, IIPOMBIBAIOT BOJIOH U MEPEKPHCTAIIIM30BEIBAIOT U3 THOKCAHA.
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