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CuHTe3 aHAJI0T0B NPOTMBOBUPYCHOTO NMpenapaTa «aMKJIOBHP» HA OCHOBE

1,2,4-tpua3oqo[1,5-a|nupumMuanH-7-0HOB
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[omy4yeHbl aHaNOTH TPOTHBOBHPYCHOTO IIperiapaTta «anuKIOBHp» Ha OCHOBe O-(eHWI- u O-mupummi-1,2,4-

Tpuazono[ 1,5-a|nupumMuuH-7-0HOB. B OCHOBE

MMPEAJIOKEHHOT'O

noaxoga JIC)KUT B3aUMOCHUCTBUE

TPHUA30JONUPUMHUINHOB C (2-alleTOKCHATOKCH)METHIIALETaTOM M IIOCIEyIollee yNalleHHe aleTWIIbHOM 3alluThl U3
MONMYyYCHHBIX coequHeHnH. CHHTE3MpPOBAaHBI TPOMYKTH ajKWiupoBaHus kKak mo N(3) tak m mo N(4) atomam

TpHa30ﬂ0HI/IpI/IMHI[I/IHOﬁ CHCTCMBI.

BBenenue

CrpykTypHOE CXOJCTBO 1,2,4-
TPHUA30JONUPUMHUINHOB C IYPUHOBBIMH OCHOBAHUSIM,
MO3BOJIICT pacCMaTpPHBaTh HX TIHMKO3WIMPOBAaHHE Kak

MOIXO. ISt LeJIeHATIPABICHHOTO IOy YCHHUS
MPOTHBOBUPYCHBIX  CPEICTB-aHAJIOTOB  MPHUPOIHBIX
HYKJ'IGOBI/II[OBl' OpnnHako, BBIOWpas B  KadecTBe
OCHOBaHUH 1,2,4-Tpra30J0ONUPUMUANHBI, BCE
HCCIICAOBATENI MONUIM IO IIyTH  MOIU(UKAINH
UCKJIFOUUTEIBPHO  TETEPOIMKINYECKOTO  (PparMeHTa,

AIKWINPYs €ro IPUPOJHBIMU caxapaMu. B To xke Bpems
3(EKTUBHOCTh ~ OJHOBPEMEHHOIO  H3MEHEHHMsS  Kak
[JIMKO3UIHOTO (parMeHTa TaKk W ariMKOHOBOW YacTh
HYKJICO3UJIOB ObLJIa MPOJEMOHCTPHPOBaHA Ha IMpHUMepe
pana Hpel‘[apaTOBS. HMeHHO 3TOT MOAXO0A UCHOIb30BaH B
HacTosei paboTe.

Pe3yabTaThl 1 00Cy:KIeHHE

AnkunmupoBanue 6-¢enmi-1,2,4-tpuazano|1,5-amm-
puMuanH-7-0HOB la-¢  (2-alleTOKCHUITOKCH)METHIIAIe-
TaTOM 2 TPOBOJMIOCH JIByMSI METOJAaMH: HarpeBaHHEM
cMecu peareHToB B npucytuctsun ZnCl, (Mmeton A) wim
c npeIBapUTEIbHBIM CHITMITUPOBaHHEM
tpumetmicumunTpudaarom (TMSOTS) mpu xoMHaTHOMH
Temreparype — wmetroq B. Meron A npuBOAauT K
AIKWIMPOBAHHBIM [0  NUPUMUAMHOBOMY  LIUKIY
BellecTBaM 3a-¢ ¢ HE3HAYUTENbHOW  IMPUMECHIO
mpoaykToB  B3ammogeiicteuas 1mo  N(3)  4a-c.
Ucnons3oBanue ycnoBuit B mo3Bosser mnonayyaTh B
Ka4ecTBE OCHOBHBIX ITPOYKTOB BEIIECTBA 4 ¢ MPUMECHIO
peruomnsomepos 3.
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Cxema 1. Ankunuposanue 6-denwmn-1,2,4-
Tpuazonol[1,5-amupumMnanH-7-0HOB
Ipu  ankuiampoBanuu  6-(2-nupuanin)-1,2,4-tpu-
azoio[ 1,5-a]mupuMuanH-7-0HOB  Sa-¢  guanmeratrom 2
OBbUTH MOJIy4E€HBbI CMECH COeIMHEeHHUH 6 u 7 mpuMepHo B
OJIMHAKOBBIX COOTHOIICHHUSX.
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Cxema 2. Ankunuposanue 6-(2-nupunun)-1,2,4-
Tpuazono| 1,5-almupumMuauH-7-0HOB

beo  oOHapyXeHO, YTO B YCIOBHSAX PpEaKInH
ANKWINPOBaHUs yucToe 4a criocoOHO MepexoauTh B 3a,
CJIE/IOBATENILHO, MOXKHO MPEATOJIOKHTh, YTO BellecTBa 4
3TO — MPOAYKTHl KMHETUYECKOTO KOHTPOJIS, B TO BpeMs
Kak 3 — TepMOJIUHAMHYECKOTO.

Jst iccneoBaHus MexaH3Ma MUTpaiui (2-aeTok-
CHITOKCH)METHIICHOBOTO (hpparmenTa ObUT mosyueH 6-de-
Hui-1,2,4-tpuazono| 1,5-aJnupumMuauH-7-0H 1a*,
MeueHbIH H30TonoM °N, CHHTE3 KOTOPOrO NpEICTABICH
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Cxema 3. CunTe3 H30TOMHO3aMEIEHHOIO
TpHazoJoNupUMHINHA 1a*

Ha cxeme 3.
BbLIO yCTAHOBIEHO, YTO MPU JOOABICHHH B PEAKI[UIO
M30MEpU3alK  M30TOMHO3AMEIIEHHOTO TeTEPOIUKIIA,

METKa OKa3bIBACTCA pacnpez[eneHHoﬁ 110 BCEM
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Cxema 4. BkiroueHre U30TOITHOW METKHU B MPOAYKTHI
peaKIny TPaHCTINKO3UIUPOBANHS

BBIACJICHHBIM IIPOAYKTaM, KaK IIOKa3aHO Ha CXEME 4,
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TakuM 00pa3oM, YCTaHOBIEH MEXMOJICKYJIISIPHBIN
XapakTep HM30MEpH3alii COeAMHEHUs: 38 B CTPYKTYpY
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3,8,4,10 Ar= CgHs 6, 9, 7, 11 Ar=2-C,H,N
aR=H, b R=CHj, ¢ R=SCH;

Cxema 5. VnaneHue alieTUILHOM 3al[UTHl B METAHOJILHOM
aMMHaKe

VianeHue aneTWIbHOM 3allMThl M3 IOJYYEHHBIX
Mouiekyn 3a-¢, 4a-¢, 6a-c u 7a-c ObUIO MPOBEICHO B
OoCHOBHOHM cpenme. Tak, 00pabOTKa COOTBECTBYIOIIUX
AlUIJIBHBIX HpOI/I3BO[[HI)IX B TCUCHUC CyTOK HACBIIICHHBIM
MCETAaHOJIbHBIM paCTBOpOM aMMHakKa an/IBena K
cTpykTypaM 8a-c-11a-c (cxema 5).

BKCHepI/IMeHTaJH)Haﬂ HacTb

SAMP crextpsl 3anucansl Ha npubdope Bruker DRX-
400 B pactBopax JIMCO-ds.

AnxmmupoBanne  6-penmi-1,2,4-tpuasano[ 1,5-a]mm-
pUMHIUH-7-0HOB. MeTon A.

Cmecs 1 wmmomp rereporwkia 1 w1 wmin (2-
aIleTOKCHITOKCH)MeTHIaneTara 2 HarpeBaoT no 150-
160°C u pobGasmsror 20 mr ZnCl,. Ilocime »3Toro
MPOJOJIKAIOT HarpeB | uac, OXJaXIAIOT PEAKIIMOHHYIO
CMecCh U XpoMaTorpadupyroT Ha CUITKarese.

AnkunupoBanue 6-pennn-1,2,4-rpuazano[1,5-a]nu-
puUMHIUH-7-0HOB. MeTon B.

K cycnensmn 1 mMons TpHazoionupumuauHa 1 B 7
mi CH;CN mnociemoBaTrenbHO J00ABISIOT 2 MMOJb

507

TMSOTSf u 2 MMoJb (2-aleTOKCHITOKCH)METHIIALIETATa
2. OOpa30BaBIIMICS PAaCTBOP OCTABIISIOT CTOATH 15
MHUHYT U 3aTteM BbUINBAIOT B 5% Na,COs, sKCTparupyoT
CHClz, okcTpakT  ymapuBalOT W [OJBEPraroT
xpomarorpaduu.

AunkunmupoBanue  6-(2-mpunnin)-1,2,4-tpuasano[ 1,5-
a]MMpUMHIHH-/-OHOB

K cycnensuu 1 mmons rereponukia 5 B 7 ma CH3CN
JN00aBISIIOT 5 MMONb aManerara 2 U 3aTeM 2 MMOJb
BF;-Et,O. Ilomy4eHHBIH pacTBOp OCTaBISIIOT CTOSTH 1
yac, rmocie yero BeUIMBaIoT B 5% Na,COgs, skcTparupyror
CHCl;, monmy4eHHBIH  3KCTpakT  ymapuBaKwT |
XpoMaTorpadupyroT.

Je3anernnupoBanue BemecTs 3a-c, 4a-c, 6a-c, 7a-c.

K 10 mn sacemmenHoro mpu 0°C MeTaHOIBHOTO
pacTBopa ammmuaka a00aBiIAIOT | MMONb (2-aleTOKCH-
3TOKCH)MeTIII-1,2,4-Tprazosno| 1,5-a | mupuMuais-7-oHa.
PeakumoHHyt0 Maccy BBIAEPKHUBAIOT NPU KOMHATHOM
TEMIlepaType CYTKH, a 3aTeM OCTaBJIAIOT HMCHapsTHCS
pactBopuTenb B yamke. [lomydeHHBII — OocTaTOK
MepeKPUCTATN30BhIBAOT U3 50% BOIHOTO 3TaHOMIA.
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