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TET IM. B.l. BEPHALCBKOIO

(57) 1. Cnocib opepxaHHs noxigHux GeHsimigasony,
o BKIItOYae peakuito KOHOEeHcau,ii 1,2-

deHineHgiamiHy 3 noxigHMMKM kapOGOHOBMX KUCIOT,
SKUA BiAPI3HAETbLCA TUM, WO CUHTE3 MNPOBOAATb
CNNaBKOK B MNPUCYTHOCTI MeTabopHOI KMCROTH, Lo
nepebysae B MONbHOMY CRIBBIgHOLWEHHI 3 O-
eHineHgiamiHoM B iHTepBani 1:1-1:2, npotsrom 1,5-
2 rOAVH.

2. Cnoci6 opepxaHHa 2-amiHoankin(apwn)oeH-
3imigasonie 3a NyHKTOM 1, SKMI BiAPI3HAETLCA TUM,
O aMiHOKACMOTM B peakuii BMKOPUCTOBYIOTBCA Y
BUrNsAi rigpoxnopuay.

KopucHa mogenb ctaBuTbCca A0 06nacTi cMHTe3y
reTepoLUKITiYHMX 3'egHaHb | MoXe OyTu BMKOpUCTaHa
B Mpouecax CuHTe3y noxigHux OeHsimigasony, ski
MatoTb BMCOKY BionoriyHy akTUBHICTb LUMPOKOrO Crek-
Tpa N MOXyTb OyTW BMKOpUCTaHi B obracTi dhapmMako-
norii.

Ak npotoTmn obpaHi cnocobun opepxaHHa noxia-
Hux 6GeHsimigasona, onucaHi B [Grimmet M.R.
Imidazole and Benzimidazole Sinthesis. / Academic
Press. 1997 - P.71-89] - meTtog ®ininca, 3acHoBaHWi
Ha KoHAeHcauii kapboHoBuMx kucnot 3 1,2-
deHinegiamiHom B 4N consiHiA KMCMOTi B pe3ynbTari
4-rOOVMHHOMO KUM'ATIHHA 3i 3BOPOTHMM XOSOAUSBbHU-
KOM.

[onoBHUM Heponikom MeToay € TpuMBanicTb Npo-
Lecy N HU3bKMIN BUXiA LiNbOBOro NPOAYKTY Y BUNaaKy
NPOCTOPOBO YTPYAHEHMX KapBGOHOBMX KWUCMOT, Heob-
XigHiCTb HenTpanisauii. Kpim Toro, ans npoctopoBo
3aXMLLEHMX KUCMOT iCHye MeTon, CUHTE3Y, ONMUCaHUN B
[Moxapckuin A.®., MapHosckun A.l., CumoHoB A.M.
Ycnexu xumumn nmuaasonos // Ycenexu xummn. - 1966.
- T.35. - Bbin.2. - C.269-287], 3aCHOBaHUN Ha KOH-
AeHcadii 1,2-cpeHineHgiamiHa 3 kKapOOHOBUMU KUCNO-
Tamu apoMaTUYHOro pagy B nomnidocopHii KMCnoTi
npu Temnepatypi 240°C npotarom 4-x roguH. [lo He-
OonikiB MeToay CTaBUTbLCS BMCOKA TemnepaTypa npo-
uecy.

B ocHoBy kopucHOi Mofeni nocTaBneHe 3aBAaH-
HA po3pobku crnocoby cuHTedy noxigHmux 1[H]-
GeHsimigasona, y sikomy, 3a paxyHOK HOBUX TEXHOIO-
riyHUx npuinomis, 6yB 6u 3abe3neyeHunin Ginbl BUCO-

KU BUXiO LiNbOBUX NPOAYKTIB, 3HWKEHUA Yac npoLie-
Cy NpUW 3MEHLLEHHI TEMNepaTypu NpoLecy.

CyTHiCTb KOpWCHOi Mogeni nomnsrae B TiM, LO
cnocib oaepxaHHs noxigHux GeHsimigasony BkroYvae
peakuito koHgeHcauii 1,2-deHineHgiamiHa 3 noxigHu-
MU KapOOHOBMX KUCMOT, MPU LIbOMY CUHTE3 MPOBO-
ASTb CMaBKOK B NPUCYTHOCTI MeTabopHOI KUCMOTH,
faka nepebyBae B MOMNbHOMY ChiBBiAHOLIEHHI 3 O-
deHineHgiamiHom B iHTepBani 1:1-1:2 npotarom 1,5-2
roavH, a y BUNagKy koHaeHcadii 1,2-cpeHineHgiamiHa
3 amiHOKMCNOTaMu OCTaHHi B peakLii BUKOPUCTaTbCS
y BUrN&adi rigpoxnopuay.

CurHTe3 30iNCHI0ETLCS 33 HACTYMHOK CXEMOLO:

NH, HBO,
+ }—R > C[\> R
NH, HO
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Mpvknag KOHKPETHOro BUKOHaHHS.

Mpuknag 1. Y cknaHin ckngaHui 3amiwytote 108 m
(1 monb) 1,2-beHineHaiamiHa - 46 M (1 Monb) mypa-
WKHOI kncnotun, 22 m (1 monb) metabopHOi kucnotwy,
HarpieatoTb Ao 120 rpagyciB npoTArom rognHn. KoHT-
ponb 3a X040M peakuii BegyTb METOAOM TOHKOLLapOo-
BOi xpomartorpadii. o 3akiH4eHHi peakuii peakuinHy
cymiw npoxonomkytoTe Ao 80°C. Ooaatotb 20 monb
40% po3unHy amiaky. BiadinbtpoBytoTe ocag 1H-
OeHsimigasona, wo Bunas. [MepekpucTanisoByloTb 3
Boaun. Buxig 96%.

Mpuknag 2. Y cknsHin ckngaHui 3aMmiwytots 108 m
(1 monb) 1,2-peHineHgiamiHa - 74 m (1 monb) nponi-
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OHOBOI KMcroTu, 22 M (1 Monb) MeTabopHOI KUCNOTH,
HarpisatoTb Ao 120 rpagyciB npoTArom rognHn. KoHT-
ponb 3a X04OM peakLii BegyTb METOAOM TOHKOLLapo-
BOi xpomartorpadii. o 3akiH4eHHi peakuii peakuinHy
cymiw npoxonomxytoTb. JoaatoTs 20 monb 40% pos-
YnHy amiaky. BigdineTpoByloTb ocap 2-eTin-1H-
6eHsimigasona, wo Bunas. [NepekpuctaniaoByoTb 3
40% opHoro eTaHona. Buxig - 97%.

Mpuknag 3. Y cknsHin cknsaHui amiwyots 108 m
(1 monb) 1,2-cpeHineHgiamiHa - 76 M (1 Monb) rniko-
neBoi kucrotn, 22 M (1 Monb) meTabopHOI KncnoTw,
HarpiatoTb Ao 120 rpagyciB npoTarom rognHn. KoHT-
ponb 3a X040M peakLuii BegyTb METOAOM TOHKOLLApOo-
BOI xpomatorpadii. Mo 3akiH4YeHHi peakuii peakuinHy
cymiw npoxonomxytoTe go 80°C. OopatTe 20 mon
40% po3unHy amiaky. BigdinbTpoByloTb ocag 2-
rinpokcumeTun-1H-6eH3ivigasona, wo Bunas. lepe-
KpucTanisoBytoTb 3 Boan. Buxig 92%.

Mpuknag 4. Y cknsHin cknaHui 3aMiwytote 108 m
(1 monb) 1,2-beHineHgiamiHa, 122 m (1 monb) GeH-
30MHOI kncnotu, 22 m (1 Monb) MeTabopHOi KUCHOTH,
HarpiBatoTb 40 150 rpagycis npoTsarom roguMHu. KoHT-
ponb 3a X040M peakLii BegyTb MeTOA0M TOHKOLLapo-
BOi xpomatorpadii. o 3akiHYeHHi peakuii peakuiiHy
cymiw npoxonodxytoTb. 3anueaote 500 mon 10%
COMSAHOI KUCMNOTW, HarpiBaloTb A0 KUMiHHA. PinbTpy-
10Tb. PinbTpaT HenTpanisytoTs 20% po3ynHOM amiaky,
poeogsaum noro ao PH 8. Otpumanuin 2-cpeHin-1H-
6eHsimigason BiAdINLTPOBYIOTL i NepekpucTanioBy-
10Tb 3 eTaHona. Buxig 94%.

Mpuknag 5. Y cknsaHin cknsHui 3MmiwyoTs 21,6
(0,2 monb) 1,2-cbeHinengiamina, 22,1 m (0,2 monb)
rigpoxnopugy rniguHy, 22 m (0,1 monb) meTabopHoi
Kucnotu, Harpisaotb o 120 rpagyciB npotarom 2-
roguH. KoHTponb 3a xoQoMm peakLii BegyTb MeToaoM
TOHKOLLApPOBOI XxpoMaTorpadii. Mo 3akiHYeHHi peakuiji
peakuiiHy cymiw npoxonomxyTtb ao 80°C. 3anuBa-
toTb 150 mon rapsyoro po3unHy 10% consiHoi kucno-
Tn (6rnmaeko 90°C), HarpiBaloTb 4O KUMiHHA. BigraHs-

I0Tb HA POTOPHOMY BMNAPHWUKY BOAY 3 HaANMLLKOM
consaAHol Kucnotu. 2-amiHomeTun-1H-6eH3imMinason
OuUrigpoxnopua NepekpucTanioByloTb 3  eTaHony.
Buxig 78%.

Mpuknag 6. Y cknsaHin ckngaHui amiwytoTts 10,8 m
(0,1 momnb) 1,2-cpenunengiamina, 26,2 m (0,1 mornb)
rigpoxnopugy rictuguny, 1,1 m (0,1 monb) metabop-
HOT KMCNOTK, HarpiBatoTb Ao 120 rpagycis npoTarom 2
roanH. KoHTponb 3a Xo4oM peakuii BegyTb MeToaoM
TOHKOLLApOBOI XpoMaTorpadii. Mo 3akiHYeHHi peakuii
peakuiiHy cymiw npoxonogxyTtb go 80°C. 3anuea-
toTb 150 monb rapsyvoro po3unHy 10% consiHOi Kuc-
notu (6nusbko 90°C), HarpiBatoTb A0 KvNiHHA. Bigra-
HSIOTb Ha POTOPHOMY BUMAPHWKY BOAY 3 HAAMMWLLIKOM
consHoi kucnotu. Otpumanuii 1-(1H-6eHsiminason-2-
un)-2-(3H-imigason-4-nn)-eTunamiH - nepekpucTaniso-
BYIOTb 3 eTaHony. Buxig 69%.

[MpUYnHHO-HaCcNiOKOBMI 3B'A30K MiX iCTOTHUMU
O3HaKaMu N TEeXHIYHUM pe3ynbTaToM, AKUA Jocsra-
10Tb, iIMOBIpHO, Takuin. OTpumaHun pesynbTaTt gocsara-
€TbCS 32 paxyHOK BBELEHHS B peakuiiHy macy mMeTa-
OOpHOI KMCNOTW, WO € akUuenTopoM BOAM, sKa
BUOINAETLCA B pe3ynbTaTi peakuii KoHAeHcaujl, Lo
[03BOIISiE 3MICTUTK piBHOBary peakuii ybik 3pocTaHHs
BMXOAY LiNMbOBOro NpoayKTy, MOHWU3UTK TemnepaTypy
peakuii 1 NpUCKOPUTM NpoLec KoHAEHcaLii.

ExkcnepumeHTaneHi AaHi Ha npuknagi cuHTesy 2
Ha BMOIp onTMManbHMX YMOB NpeAcTaBneHi B Tabnu-
usax 1i2.

Tabnuua 1: 3anexnictb Buxogy 2-etun-1H-
OeHsimigasona - Big KOHUeHTpauii MeTabopHOi Kucno-
.

Tabnuusa 2: 3anexHicTb BUXOA4Y NPOAYKTIB peak-
uii Big Yacy peakuii.

Cnoci6, Wwo naTteHTyeEMO, A03BONSAE OOEepPXyBaTH
LinboBi noxiaHi 6eH3iMigasony 3 BMCOKUM BMXOLOM
npu BinbLl HU3bKMX EHEePreTUYHMX BUTpaTax 3a binbLu
KOPOTKMI Yac.

Tabnuusa 1
3anexHictb Buxony 2-etun-1H-6eH3imigasona - Big koOHUEHTpaLii MeTabopHOi KUCNOTU
CniesigHowieHHs HBO,: O®[IA, monb TpuBanictb CepegHiv Buxia, % S
1:1 120 xB. 98,17 0,397
1:2 120 xB. 99,50 0,402
1:4 120 xB. 87,97 0,355
1:10 120 xB. 65,10 0,263
0:1 120 xB. 12,31 0,368
Tabnuusa 2
3anexHicTb BUXoAy NPOAYKTIB peakuii Big vacy peakuii
CniesigHolueHHs HBO,: O®[A, monb TpuBanictb CepegHiv Buxia, % S
1x2 120 xB. 99,50 0,402
1x2 90 xB. 87,47 0,354
1x2 60 xB. 75,60 0,306
1x2 45 xB. 65,10 0,263
1x2 30 xB. 34,40 0,139
1x2 15 xB. 12,37 0,050
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