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W3ydyena peakius KOHIEHCAIlMM MPOW3BOAHBIX 1-asKmiI-2-(GOpMIIIOCH3UMHIA3001a C  aneTo(eHaMH.
YcTaHoBIIEHA 3aBUCUMOCTD BBIX0J1a MOJIYYEHHBIX XaJIKOHOB OT CTPOCHHUS pajuKala HaXOJIEerocs B IEpBOM
HOJIOKEHUH OeH3uMuza3oiabHOro siapa. MccnemoBaHa peakiusi XalKOHOB OCH3MMMAA30JIBHOIO psia C
ruzipasuH rugpatoM. Iloka3aHo, 4YTO KOHJEHcalus ¢ OOpa30BaHMEM IHPA30JIMHOBOIO LHKIA HPOTEKAaeT
TOJBKO B yKCcycHOH kuciote. [Ipu 3Tom obpasyrorcs N-anuibHbIE MPOU3BOJHBIE MUPa30nuHOB. CTpoeHHe
CHUHTE3UPOBAHHBIX BELIECTB MOATBEPKAEHO MeTonoM [IMP-cnekrpockonuu.

Kniouesvie cnosa: 2-THnpOKCUMETHIOCH3UMUAA30T;, aibJETHi, TIHKOJIeBas KUCIOTa, OOpHAas KHUCIOTA,
KOHJICHCALMs, AIKWINPOBAHUE, XAJIKOH, TUPA30JIHH.

BBEJIEHUE

[IponsBogHble MHUPA30IMHOB OONAJAIOT IIMPOKHUM CHEKTPOM OHOJOTHYECKOM
aKTUBHOCTU. Ps Mupa3onvHOB 00JIaAaloT aHTHACHPECCAHTHOH, MPOTHBOPAKOBOH U
aHTHOMOTHYECKOW aKTHUBHOCTBIO, O0NAAAl0T OAKTEPUOCTATHUECKUM JEHCTBHEM MPOTHB
KHCJIOTOYMOPHBIX ~ OakTepuil. M3BecTHBI TMpemaparbl Ha OCHOBE NHPA30JIMHOB,
00Ja1aroNre POCTOCTUMYJIMPYIOIEeH aKTHMBHOCThIO Ha ceMeHa pacrenuit [1]. Lllupokoe
MPUMEHEHUE apWINHUPA30JIMHOB OMPEICSIIAIOT X (DIIyOpPECIICHTHBIC CBOWCTBA, Omaromaps
KOTOPBIM TIPOU3BOJHBIE IMHMPA30JIMHOB HCHOJB3YIOTCS B KauecTBE (PIIyOPECIEHTHBIX
otOenuBareneit [2, 3]. [IpousBoaHbie OeH3UMHUA30J1a, KaK U3BECTHO, XapaKTEPU3YHOTCS
Oonee wem 25 Bumamu (apmakosorudeckoro neiictBus [4]. [Ipu BceM MHOTOOOpa3um
CTPYKTYp NHUPA30JUMHOB B JIUTEPAType MPAKTHUYECKH OTCYTCTBYIOT HaHHBIE O METOAAX
CHHTE3a NMMPa30JINHOB OEH3UMMHIa30JIbHOTO psAna. Llenpio manHo pabOoTHI SBISIICS CHHTE3
MUPA30TUHOB OEH3UMHIA30IBHOTO PsIia.

MATEPUAJIBI U METO/IbI

TemmepaTypbl IUTaBIeHHS ompexeasuin Ha mnpudope IITIL. Cnekrpsr H-SIMP
noiy4eHsl Ha npubope Varian VXR-300 (300 MI'm), BHyTpeHHH cTaHmapT - Me,Si.
[TpuBeneHbl XUMUYECKUE CIIBUTH (O-IIIKaJIa)

Kononounyio xpomatorpaduro (KX) mpoBomunu Ha cunukarene Merck 230-400
Melll, KojgoHKa 15 x 1,8 cMm, aimroeHT: Oen3oi-rekcad, 50:1.

2-T'mapoxkcuMeTna0eH3uMuIa30J (6). Craisaior Ha Bo3ayxe cMmech 108 T (1 Momn)
1,2-bennnenauamuna, 62 1 (1 Monb) 6opHoi kKucnotel 1 91,2 T (1,2 MOJIb) TIUKOIEBON
KHCJIOTHL. PeakIMoHHY0 Maccy HarpeBarT A0 Hayalla HHTeHCHBHOW peakiuu (125-130
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°C) B Teuenue 90MuH. 0 TpeKpamieHus OYpHOTO BhIJENEeHUs Bonbl. [locnme rycryro,
OBICTPO 3aCTHIBAKOINYIO0 Maccy oxyaxaawt a0 85-90 °C u gobasmsror 300 mir ropsyeit
Bonbl (>50 °C). PeakTop HarpeBaioT M0 TOJHOTO PAacTBOPEHHS CIUlaBa U JI0OABISIOT
aKTUBUPOBaHHBIA yroib. Cmech KunATAT 10 MHHYT W OTQWIBTPOBBIBAIOT YTOJibh Ha
ropsayio. PacTBop oxmakaaroT A0 KOMHATHOW TeMIIepaTypsl B HeHTpann3ytoT 25%-HbIM
BOJIHBIM pacTBOPOM amMuaka. BpImaBmmi 0CafoK 2-THIPOKCUMETHIOCH3MMHUIA3071a
OT(UIBTPOBBIBAIOT U cymar. [lomy4eHHbI NPOAYKT OUMIIAIOT MEPEKPUCTAIUIN3AUEeH U3
BOJIbI C aKTUBHUPOBaHHBIM yrieM. Beixon 133,2r (90%). T. mn. 171 - 172°C.

1-9Tun-2-ruapoxkcumerundensumuaaszon (7 Et). B kpyrmogorHON KonOe €MKOCTHIO
11, cHaOKEHHOH  MEIIAJKOW, pacTBOpsioT cMech 592 1 (04 w™oms) 2-
THIPOKCUMETHIIOeH3MMIAa3071 (6), 24 T (0,6 Monb) KOH kpucTa/um4ecKoro, paCTBOPEHHOTO
B 0,5 11 uzo-nponmnoBoro crnmpra. [locne pacTBOpeHus peareHToB Mo KarisiM 100asisttoT 0,36
MOJTh 3THIIOpoMuIa. CMECh KHIATAT €IIe 5 9acoB, MPOIece KOHTPOIHPYoT MeTogoM TCX.
O6pazyrommiics ocanok NaBr oTGHIBTpOBBIBAIOT, MPOMBIBAIOT Ha (GUbTpe cnuproM. Crupt
u3 (QuIbTpaTa OTTOHSIOT Ha POTOPHOM HCIIApHTENIe, OCTATOK 00padaThIBAaIOT XJI0pOoGhOopMOM
300mi1. PactBop mpombiBaroT 10%-HbIM pactBopoM NaOH, 3arem Bomoil. OpraHudeckuit
CITOW yIapHuBarOT Ha pOTOpPHOM mcnaputesnie. OCTaTOK MePEeKPUCTAIM30BBIBAIOT M3 OEH30a.
Bexon 32,5t (46,2%). T. . 158°C.

1-BeH3m-2-ruApoKcUMeTHIOeH3UMIIA30J1 (7 Bn). B KpyriioioHHO#M KOJIOE €eMKOCThIO
1 71, cHaOkeHHOHM MeIIaNKod, pactBopstor cmecb 592 1 (04 w™omp) 2-
THIPOKCUMETUIOeH3nMuAa301 (6), 24 1 (0,6 monp) KOH kpucTamumaeckoro, pacTBOPEHHOTO
B 0,5 11 uzo-npormtoBoro crmpra. Ilocie pacTBOpeHNs peareHToB 10 KarwisiM J00aBistoT 0,36
MoJIb OeH3mIXIIoprAa. CMech KHITATAT €Ile 5 4acoB, poliece KOHTpoiupyroT MerooM TCX.
O6pazyrowmmiicst ocanok NaCl oTuibTpoBBIBaIOT, IPOMBIBAIOT Ha (uibTpe cnuproM. Crupt
13 (puIbTpaTa OTTOHSIOT HA POTOPHOM HCHApHUTENE, OCTATOK 00pabaThIBaroT XJI0pohopMoM
300mm. PactBop mpombBatorT 10%-ubIM pacTBopoM NaOH, 3atem Bomoi. OpraHudeckuid
CIIOW yNapuBalOT Ha POTOpHOM Hcmapurene. OCTaTOK MepeKpUCTAIM30BBIBAIOT U3 1,4-
Jokcana. Bexon 551 (57,8%). T. tur. 96°C.

1-O1na-2-popmuniden3sumuaason (8 E¢). B 1uiockomonHO# komde ¢ Hacaakoi [uHa-
Crapka u 0OpaTHBIM XOJOMWILHHUKOM pactBopstor 15,77 (0,09 w™moms) 1-3THI-2-
ruapokcumermiioensumunasona (7 Et) u 5,8 r (0,045 monb) cenenrctoit kuciotsl B 100 Mt
cMmecH 1,4-mmokcana u tonmyona. HarpeBaroT 10 KATIeHUs! TpU MHTEHCUBHOM TIEpeMEIINBAaHUT
M TIOCNe Hadasa OypHOM peakiy KWISTAT B TedeHue 1 waca. Ilocne OKOHYaHUS peakmyu
pacTBOp OXJIAKAAIOT, YEPHBIA OCAJOK CeNieHa OTIENSAIOT JACKaHTalueil W pacTBOPUTENb
yIapuBalOT Ha POTOpHOM wucmapurene. Ocalok cejeHa NPOMBIBAIOT IBYMS HOPLMSMH
OeH30ma, PUIBTPAT COSAMHSIOT C YIapeHHBIM MacjioOM W BHOBb YIAapHBAIOT HA POTOPHOM
ucrapuTese. BemecTBo oTIMIAoT METOIOM KOJIOHOYHOW XpoMaTtorpaduu, JmoeHT: 6eH30I1-
rekcad, 50:1. Beixon, 13,71 (87,2%). T. mut. 85°C.

1-ben3nn-2-popmundenzumuaaso (8 Bn). B minockogonHoi konbe ¢ Hacaakoit [una-
Crapka u oOpaTHBIM XoJMoAWIbHHKOM pacTtBopsitor 21,6r (0,09 momp) 1-Oenzumi-2-
ruapokcuMeTnoeH3nmuaasona (7 Bn) u 5,8 r (0,045 mons) cenenucroit kucmotsl B 100 mit
cmecH 1,4-mokcana u Tomyosna. HarpeBaroT 10 KUIIeHUs! TpU MHTEHCUBHOM TepeMeIINBaHUU
U mociie Hadana OypHOW peakuuu KHISTAT B TeueHue | yaca. [locnme okoHUaHus peakuuu
pacTBOp OXJIAKAAIOT, YEPHBIA OCAJOK CElieHa OTJENSIOT JACKaHTalluedl W PacTBOPUTENbh
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yHapuBaloT Ha POTOpPHOM wucmaputene. Ocalok celeHa TMPOMBIBAIOT ABYMS TMOPIHSMH
OeHzona, QUIBTPAT COEAMHSIOT C YNAPEHHBIM MAaciioM M BHOBb YIApHUBAaIOT HA POTOPHOM
ncmapuTene. BemecTBo OTYHIIAIOT METOIOM KOJIOHOYHOM XpoMaTorpaduu, SIOEHT: OEH3071-
rekcat, 50:1. Bexon 17,91 (84,3%). T. . 147°C.

3-(1-AnkuwmiadeH3uMuaa30auiI-2)-1-gpennsmponenonst (9 Bn,Et a-0). Cmecsy 0,01
MOJIb cOOTBeTCTBYIONIEro arerodeHona u 0,012 mons 1-ankun-2-gpopmudeH3nMuaaszona (8)
pactBopsitoT B 10 M1 3TaHONa MpW HAarpeBaHUM W MHTEHCHBHOM MEPEMELIMBAHUH, 3aTEM
nobasmsror 1 M 20% cnmproBoro pactBopa NaOH. Cmech BblaepxuBatoT B TeueHue 20
MuHyT 1ipu 80 °C u 3aTeM B TedueHHe 24 4acoB BBLIEPKUBAIOT NIPU KOMHATHOW TeMIIEpaType.
Peaknmonnyto maccy noakucistor 10% comsiHOM Kucmotoit mo pH 6,5-7, BBIIETUBIIMIACST
0CaJIOK (MIBTPYIOT M KPHUCTAUIM3YIOT M3 3TaHoja. Beixox coeaunenus (9 Bn a) 2,5r
(73,6%). T. 1. 124-125°C. Beixon coemunenus (9 Bn b) 3,55t (96,5%). T. mn. 190-192°C.
Bexon coemunenus (9 Bn ¢) 1,66r (45,0%). T. r. 140-142°C. Bexoxn coenunenus (9 Bn d)
3,2r (91,0%). T. . 203-203,5°C.

N-Auernia-5-(1-ankundeH3umuaazoni-2)-3-peananupasonun (10 Bn,Et a-0). K
0,01 momp cooTBeTcTBYIOIIEro xankoHa (9) nobasmstor 2,5 r (0,05 moab) ruxpasuH
rugpata 1 30 M ykcycHOW KucnoTbl. CMech Kumatat 3,5-4 gaca ¢ oOpaTHBIM
XOJIOJMIIBHUKOM. 3aTeM OXJIXKAAOT, HEUTpanu3yloT 25%-HbIM BOJHBIM pPacTBOPOM
ammuaka 10 pH 7-7,5. Ocanok (10) oTGUIBTPOBHIBAIOT, NMEPEKPUCTAIUIU30BBIBAIOT W3
sTaHona. Eciu monydeHHOE COeAWHEHHWE HE KPUCTAJUTU3YeTCsl, TO €ro BBIICNAIOT U3
PEaKIMOHHOW CMECH TpH TOMOIIM MeToJa KOJOHOYHOW Xpomarorpadum. Beixon
coequnenus (10 Bn a) 2,37T (60,0%). T. mn. 200-201°C. Bexox coequnenus (10 Bn b)
1,7t (40,0%). T. mn. 203-204,5°C. Beixon coemunenwust (10 Bn ¢) 0,64r (15,0%). T. .
170-175°C. Beixon coenunenus (10 Et b) 1,74t (48,0%). T. m. 127-128°C.

PE3YJIBTATBI 1 OBCYXJIEHUE

Hawnbonee oOumM MeTOIOM CHHTE3a MHPA30JIMHOB SIBIAETCS PEeaKIUs THIPA3HHOB C
0, 3-HEHACBIIICHHBIMU aJIbJIerHaMl U KeToHamu (1) [5]. DTOT CHHTE3 NMpOTEKaeT WIIH
gyepe3 MPOMEXyTOUHOe 00pa3oBaHHE YCTOWYMBBIX THIPA30HOB (2) C MOCIEAYIOUICH HUX
UKITH3AIHEH, B pe3yIbTaTe Yero o0pa3yloTcs MUPa3ouHE (3):

NNHCH;

(0} C6H5NHNH2 |
CsHs |
C6H5
1 2

3
WIM Ccpa3y C o00pa3oBaHHMEM COOTBETCTBYIOIIMX MNHUPA30IMHOB (4) u3  o,f-

HEHACBHIIICHHBIX aIbJETHI0B U KETOHOB (5) [6]:

CH

0 C,H,NHNH, o

- H,0 N
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Hanuune 531€KTpOHOJOHOPHBIX TIPYII, HaNpUMep THIPOKCHIA, AIKOKCWIA U
aMUHOTPYNNbl B 000K  ¢eHWnbHOW  Tpymnne  OeH3anpaleTopeHoHa  Aeraer
(ennnruapason Oosee JAOUIBHBIM, U €r0 MOXKHO BBIIEJIUTH TOJIBKO B PEAKHX CIydasx;
3JIEKTPOHOAKIIEIITOPHBIE TPYIIIBI, TAKUE, KAK HUTPOTPYIIA U rajJoui, CTaOUIN3YIOT 3TOT
IPOMEKYTOUHBIN POAYKT.

JanbHeliniee n3yyeHre BIUSHUS Pa3IMYHbIX 3aMECTUTENCH B apUIBLHOM paJuKale Ha
oOpazoBaHue MNUpa3oMHA OBUIO IPOBEAEHO HAa HECHMMETPUYHO 3aMELICHHBIX
mubensanpaneronax XCsH,CH = CHCOCH = CHCgH,Y. Lluknu3anus HaeT jierde B
HanpaBJiCHHN (heHUIBHOM TpYIIIIHL, coeprkareit ATKOKCHIIbHY0 170071
JUMETHIAMUHOTPYIITy, YeM B HAlpaBJICHUH HE3aMEILEHHOTro (eHmna; eciam xe
3aMECTUTEIISIMHU SIBJIAIOTCSL HUTPOIPYIA WM TaJIOTeH, LUKIM3ALUS IPEeUMYILECTBEHHO
WJIET B HAIPaBJICHUH HE3aMEUICHHOW (PeHUIBHOM TPYIIITHL.

Huknu3anuio rugpa3oHOB MPOBOIAT NPH PA3IHUYHBIX YCIOBHSX W B NPHUCYTCTBUH
Pas3JIN4HBIX PEareHTOB; OOBIYHO PEAKLUIO BEAYT IPU HAIPEBAHUU C YKCYCHOM KUCIIOTOM.
MypaBbHHas KHCIOTAa JaeT BHIXOJbl OoJjiee HH3KHE, a KHUISIUCHHE C TOIYOJOM WIIH
KCHJIOJIOM MOXET OKa3aTbcsl HEIPPEKTHBHBIM. YKCYCHBIH aHTHAPUA AaueTHIUPYET
(eHnnruApasoH, NpuyeM MUPa3oIrH He 00pasyeTcs.

C 1enbio MONMy4YeHHs TPOU3BOJAHBIX TMUPA30JIMHA OCH3MMHUAA30JILHOTO psifa HaMH
Obula  paspaboraHa cxemMa  CHHTe3a, BKJIIOYAmOIAs  CTaguM  CHHTe3a  2-
TUIPOKCUMETHIOEH3UMHIA30/1a,  AJKWIMPOBAaHUS  2-THUAPOKCUMETHIOEH3UMHIA307a,
OKHCJICHHS COOTBETCTBYIOIICH CIIMPTOBOW TPYIIBI 10 (OPMUIBHOM, KOHICHCAITHS
NOJY4YeHHOTO  anpjAeruja ¢  aleropeHOHOM J0 XalKoHa W HOCIEAYIONIAM

BBHHMOﬂeﬁCTBHCM XaJIKOHa C TUApa3uH ruapaTom:
(0]

NH, HO OH N RHal N H,Se0,
N AN
H,BO, ©E> \ ©E> \
NH, N OH N OH
H R
6 7
0 R1
b .
O Cryy AT
N
N H N 0
R R
8 9(a-d) NH,NH,
AcOH
Cr °
—N
O™
AN
/ X
R
10(a-d)
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roe R=Bn, Et; Rj=H (a); 4-MetO (b); 3-MetO (c); 4-Met (d).

Ha mnepBoil cragum uccienoBaHUM, Ui PACCMOTPEHMS BIUSHUS 3aMECTUTENS B
NojoKeHuH 1 OeH3UMMIA30JbHOTO sapa Ha 00pa3oBaHHE XaJKOHOMOZOOHOIO
IPOM3BOJHOIO  OEH3MMHUAA30Jia, HamMM ObUIO CHHTE3UPOBAHO JBa  albJerujaa
OCH3MMMIA30JILHOTO PsJia COACPIKAIIMX AJTKUIBHBIN (3TWJI) M aJIKWJIApUIbHBINA (OCH3MII)
paauKaibl COOTBETCTBEHHO.

BeIsicCHWIIOCH, YTO BBIACIUTh WHAWBHUIYAIBHBIA XaJIKOH B KPHCTAJULIMYECKOM BHIE
yAaJoch TOJIBKO B ciy4yae OEH3MJIMPOBAHHOTO MPOM3BOAHOTO. B ciydyae amKuiIbHOTO
3aMecTuTens, oOpa3oBaHHE XaJKOHa YAAJIOCh HACHTH(PHULUMPOBATH TOJNBKO METOI0M
TOHKOCJIOWHOH Xpomarorpaduu Mo XapaKTEPHOMY CBEUEHHIO IpPH YJIbTpadroIeToBOM
00J1y4eHHNH IUIACTUHBI U CPABHEHUIO C paHee IOTy4YEHHBIM OCH3MIbHBIM aHAJIOTOM.

CuHTe3 NpOU3BOIHBIX MHUPA30JIMHA BEJM KJIACCUYECKHM METOJOM, OCHOBAHHBIM Ha
KOHJICHCAIUH MOJIyYeHHOI0 XaJIKOHA C TUAPA3UH THAPATOM B Cpelle YKCYCHOW KHCIOTBI.
[Tomy4yeHHBIH TMPOIYKT OUYHUIIAIA METOJOM KOJIOHOYHOW Xpomartorpaduu. [lpu anammse
[IMP criekTpoB MOJNyYEHHBIX COCIWHEHWH OBLIO yCTAaHOBJIEHO, YTO IPH IPOBEICHUU
peakuuu B cpele YKCYCHOM KHCIOTBI B pe3yibTaTe KOHIACHCALMH OOpa3zyeTcsi He
nupazonuH, a N-anetwnnupazonuH (10 Bn a-d) (tabn. 1). IlombITkM CHHTE3UpPOBATh
He3aMeIIeHHbI MHPa30JIMH B OTCYTCTBMU YKCYCHOM KHCJIOTBI B Cpele MpornaHoia-2
NpUBeNd K OOpa30BaHUIO CIOXKHOH CMECH MPOAYKTOB PEaKLHH, U3 KOTOPOH BBIACIHUTH
WMHAWBHIyaJIbHBIC BEIIECTBA HE YAAIOCH.

Taoauna 1.
Beixoabl 4 TeMnepaTyphl IJaBJeHHs] CHHTE3UPOBAHHBIX coequHenuii 9-11

Bermectso 9 9 9 9 10 10 10 10 11
Bna |Bnb |Bnc |Bnd |Bna |Bnb |Bnc | Etb
1. °C 124- | 190- | 140- | 203- | 200- | 203- | 170- | 127- | 153-
’ 125 192 142 204,5 | 201 204,5 | 170,5 | 128 155
Brixon, % 73,6 | 96,5 |45 91 60 43 15 48 0,8

Hamu Obuta mpeanpuHATA MOMBITKA CHHTE3a MUPA30JUMHOB COINEPKALIUX STHIBHBIN
3aMecTUTeNb B IEPBOM IIOJOXKEHUM OEH3MMHIA30JbHOTO sApa ©e3 BbIAEICHUS
WHAMBUIyaJIbHOTO MPOM3BOJHOIO XaJIKOHA, MCMOJB3Ys PEaKIIMOHHYIO Maccy 4eTBEpTOM
ctanuu. B pe3ynbprare HaM yJanoch BBIJIEIHUTH TOJIBKO OJHO N-alleTHIIBHOE TPOU3BOJAHOE
MUPa30JIMHA COAeprKalllee B MOIOKEHUH 3-TUPA30JIMHOBOTO sapa 4-MeTOKCH()EHIIBHYIO
rpynmy (coenunenue 10 Et b), a Takxke coeMHEHNE, HICHTU(DUIIMPOBAHHOE MO JaHHBIM
I[IMP cnektpockonnu kak 5-(1-atunbensumuaazonui-2)-1,3-6uc-(4-meToxcudenuieH)-
nedaragued-2,4-ou-1 (11).

Bo Bcex ocTasbHBIX Cilydasix ObUIM IOJIyYEHBI CIO0XKHBIE CMECH BELIECTB, Pa3ieiUTh
KOTOpble He ypaanock. CTpoeHHE TMONYUYEHHBIX COCOUHEHUH OBUIO TMOATBEPXKICHO
nmaaaeiMu [IMP criektpockonum, npeacTaBiIeHHBIX B Ta0I. 2.

B IIMP cnekrpe coennnaenns (10) HabmomaeTcss CUTHAT MIPOTOHOB MTHPA30JIMHOBOTO
konbla -CH- rpynms! B paiione 5,89-5,93 m.a. u -CH,- rpynns! B paifone 3,41-3,81 m.x.,
aleTWJIBHOW Tpynmsl B paiioHe 2,24-2,27 m.a., -CH,- rpynna l-ankuwibHOro paaukana
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OeH3nMHuIa30IpHOr0 (pparMedTa B paiione 5,70-5,71 m.a. mis coequaenus (10 Bn a-c) n
4.45 m.u. s coenunenus (10 Et b).

Taoauna 2.
IIMP cnekTpsbl coequHenuii 9-11
LoV wi XuUMHUYECKHE CABUTH, M.]I.
pyaTOM R=Bn R=FEt
9 Bn 10Bna 10Bn b 10 Bn c 10 Eth 11
Ar 7,13-8,28 | 7,16-7,81 | 7,02-7,77 | 7,09-7,59 | 7,03-7,79 | 7,01-8,23
M M M M M M
7,34-7,39
COTIPSIK. i i i i i "
JHeH 8,01 ¢
CH- CH,-C - 5,93 5,89 k 5,91 5,86 K -
N-CH, 5,08 ¢ 5,70 k 5,70 k 5,71 4,45 4’44;(4’47
OCH; - - 3,83 ¢ 3,82 ¢ 3,86 ¢ 3.85¢
CH-CH,-C i 3,42-3,81 | 3,41-3,77 | 3,51-3,74 | 3,30-3,81 i
£ K K K K
H3C—C—
I - 2,26 ¢ 224 ¢ 227 ¢ 2,26 ¢ -
CH, i i i i 1,38-1,43 | 1,38-1,43
T T

B IIMP cnekrtpe coenunenust (11) xpoMe TPOTOHOB AJKWJIBHOTO pajauKaga u
ApOMATHYECKUX TNPOTOHOB  (EHHJIBHOTO U OCH3MMHIA30JBHOTO  (parMeHTOB,
Habmogaercss curaain npotoHoB -CH- rpymmm npu nBOMHBIX CBsi3ax B obmactu 7,34-7,39
m.a. u 8,01 M.

BBIBO/I

Wsydyena peakuus KOHJEHCAMK 3aMeEMIeHHBIX 2-(hopMHUIOEH3UMHUIA30JI0B  C
KETOHAMHU apoMaTH4ecKoro psiaa. [lokazaHo, 4TO MPOM3BOIHBIC XaJIKOHA 00pa3yloTCs C
YAOBJICTBOPUTEIIBHBIM BBIXOJOM TOJIBKO B ClIydYae HaJIWYMS B TICPBOM IOJIOKCHUH
OCH3MIILHOTO pajiuKaa.

YCTaHOBIEHO, YTO B KIIACCHYECKHUX YCIIOBHSAX KOHIEHCAIMH OCH3MMHA30JIbHBIX
MPOU3BOAHBIX XaJIKOHA C THAPa3duH TUApaToM 00pa3yroTcs N-allWIbHBIC MPOU3BOJHBIC,
HE3aMeIICHHBIC TUPa30JIMHBI He 00pa3yroTCs.
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BuBueHa peaxifisi KoHAeHcAlii MOXiTHHUX 1-ankin-2-¢popminOeH3iminazony 3 aneropeHamu. BcTaHoBieHa
3aJIe)KHICTh BUXOJY OTPHMAaHHUX XaJKOHIB BiJ OyJOBH paJuKaidy L0 3HAXOJUTHCS B MEPIIOMY ITOJIOKEHHI
GeH3imigazonbHOro siapa. JlocnmijpkeHa peakiisi XaJKOHIB O€H3iMifa30JbHOTO PsIy 3 THAPA3iH TiIpaToM.
[Moka3zaHo, 110 KOHAEHCAIMS 3 YTBOPEHHSAM Mipa30JiHOBOTO LUKy MPOTIKA€E TUTbKH B OUTOBOI KuchoTi. [Ipn
BOMY YTBOPIOIOThCS N-allMIipoBaHI MOXigHI Mipa3omiHOB. bynoBa CHHTE30BaHMX PEUOBHH IiITBEpAXKECHA
MetoaoM [IMP-criektpockomii.

Knrwuosi crosa: 2-riqpokcUMETHIIOCH31MIA30IT; allbTeri]], TITIKOJIEeBa KUCIOTa, OOpHA KUCIIOTa, KOHACHCAIIis,
ANKHUJIFOBAHHS, OaJIKOH, Mipa30JIiH.

Tsykalov V.V. Synthesis of benzimidazole-based pirazolines / V.V. Tsykalov, M.Y. Baevsky,
A.lL Poddubov [et al.] / Scientific Notes of Taurida V.Vernadsky National University. — Series: Biology,
chemistry. —2010. — V.23 (62). — Ne 2. — P. 256-262.

The reaction of condensation of derivatives 1-alkyl-2-formylbenimidazole with acetopnenones is studied. The
dependence of the obtained halcone output upon the structure of a radical being in the first position of
benzimidazole core is defined. The halcone benzimidazole series reaction with hydrazinium hydrate is
investigated. It is shown that condensation with the formation of pirazoline cycle develops only in acetic acid.
The pirazoline N-acyl derivatives are formed as a result. The structure of synthesized substance is confirmed
by PMR-spectroscopy methods.

Keywords: 2-hydroxymethylbenzimidazole, aldehyde, glycolic acid, boric acid, condensation, alkylation,
halcone, pirazoline.

Hocmynuna 6 peoaxyuro 18.05.2010 e.

262



