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3anpononosano 3pywrul ma eexmusnull memod curnmesy I-apua-, 1-eemapunimioadon- ma
ben3umidadon-2-iadocdinosur Kucasom ma i noxioHux. Jocridrnceno enius apusbHO20 Ma 2e-
MAPUABHOZ0 3AMICHUKG 8 MOoA0HCERHT 1 1Mida30aYy Ha 1020 PeaKUITHY 30amHICMb W0d0 TAOPU-
die pocornosux xucaom. Ioxazaro, uo 3a donomozo010 ybo2o Memody MONHCHAE CUHMEZYEATNU
pAd CnoAYK 3 PIBHUMU 3AMICHUKAMU 6 GPUALHOMY MG 2eMAPUALHOMY Kiavli. Podpobaenud
Mmemod dobpe donosHIE ICHY0OYE MEMOOU CUHMESY BUWES2A0AHUT CNOAYK.

Karowost caosa: iMinazon, bemsumigazon, dochopuaioBanns, ¢pocdinoBa KucaoTa, dpocdi-
HaMIJI.

Dochopoopranivuni criosyku, y akux arom (pocdopy 6e3mocepe HbO0 3B’ I3aHMM 3 SAPOM iMina-
30J1y, € IIKABUME 3 TOYKHU 30Py JAU3aifiHy HOBUX JIIKAPCHKUX 3ac00iB, 30KpeMa K MOTEHIHHI TTPo-
rumyxsuaai (cnoayku I ra IT [1, 2|), nporusipycui npenaparu (IIT [3]) Ta 3acobu nporu giabery
IT runy (IV [4]). Born Takox Gyiin BUKOPUCTaH] sIK JITAH/U B KOMILIEKCAX [IEPEXIJIHIX MeTaJIB,
sIKi € Karasizaropamu pizaux peakiiii (V [5]), y romy uucnai acumerpuanux (VI [6]). Haiibinbim
MOTITUPEHNM Ta BKUBAHUM METOIOM CHHTE3y TakuxX ChoiyK € C-meramoBanus 1-3aMimennx imi-
JTA30JIiB 3 MOMAJIBIIOK 0OPOOKOI0 METAJI00PIaHIiYHOrO IHTEpMEaTy eJeKTPOodiIoM, 0 MiCTUTH
docdop [7]. Tammm nikaBum METO0M, 1110 JIONOBHIOE TaH/IEM MeTaIOBaHHsI—3aMilleHHsl, € 6e3110-
cepenne C-2-docdopusioBants iMiias3oiB rajorerigaMmu TpuBajaeHTHOTO docdopy B MipuanHi
3a HagBHOCTI opraxiunol ocHoBu [8]. Ll peaxiis semo noxpibua g0 C-2-anuiroBaHHs iMinazo-
JIIB aliIXJIOPUIAMHI, TPOXOAUTEL Y M SIKUX yMOBaX Ta A€ MOXKJIMBICTH OTPUMATH PI3HOMAHITHI
noxijHi TpuBasenTHOro hocdopy, AKi MOKYTH OyTH HepeTBopeHi fasi i B noxiaui dhocdopy(V).
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Hageneni Buiie MeToin cuHTE3Y, X0Ua i JOMOBHIOIOTHL OJWH OJIHOTO, TAKOXK MAalOTh 1 MEBHI Heo-
JiKH, a came: 1) peakilisi MeTaJIOBaHHsI HEIPUJIATHA JJIsi CyOCTPaTiB, M0 MICTSThH IPYIIH, 3/aTHI
pearysaru 3 mgitiinoxigaum (—CN, NOg, CO i 1. 1.), Te xx came crocyerbest 1 dochopuirioBannst
CrIoIyKamMu TpuBajieHTHOro dhocdopy (B3aemouioTs 3 -NOzg); 2) MeTaIr0BaHHs TeTePOIUKIIITHIX
CITOJIyK YaCTO YCKJIQIHIOETHCS PI3HUMHU MOOIYHMMU IIPOIECAMU NPUETHAHHA JITIHIOXITHAX 10
PeTepPONUKIIYHUX sJ1eD; 3) HU3bKa CTabLIBHICTD JHTIHIOXITHUX MeTePOIUK/IIMHOrO PsIjLy 1HKOJIN
[IPU3BOJUTD JI0 HE33/I0BIIbHUX BUXOJ(iB. TaKUM YUHOM, IOIIYK HOBUX METOMIB cuHTe3y docdo-
POBMICHUX CIIOJIYK PsiJly IMiZTa30JIy € aKTyaJIbHOIO 33Ja4el0.

Y Hammx mnomnepegHix poborax OyJIO 3alpoIoHOBAHO MeTox mpsiMoro C-2-cdocdopuiioBaH-
Hs1 1-3aMminieHux iMifgasosis xsopugamu 1 situBaienTHoro dpocdopy [9, 10| 3 yrBOpeHHsSM $IK
MPOYKTIB iMifgaz30si-2-i1docdinoBux i ¢pochoroBEX KUCIOT Ta X nmoxigaux. Cybcrpatamu 6yim
BuOpaHi HafimpocTin 1-3aMimmeni IMiIa30/11, & TAKOXK CIIOJIYKH, BiIIMOBIAHAM IHMHOM 3aXHUIIEH] 110
MIOJIOZKEHHIO 1, 10 JaJio 3MOTY CHHTE3YBATHU 1 He 3aMilleHi 1o aroMy HiTporeny moxinui. Meroro
JaHol poboTn € momupeHHs i€l peakiiii Ha 1-apui- Ta l-reTapu/iiMizasosn, B TOMY YHAC i Ti,
[0 MIiCTATHL PEaKIiNHO3MAaTHI (PYHKITIOHAJBLHI TPYIIH.

CrouyaTky BUXIJTHUMHU CIOJIYKaMH MU BHOpaJin Hafpocrinn apuianoxijai iMizazony, a came
1-deniniminazon (1.1.1) [11] Ta 1-(4'-merundenin)-6enzumigazon (1.1.2) [12]. [Ipu peakii cro-
ayk 1.1.1 ta 1.1.2 3 metuidochOHOIUXIOPUIOM Y POIUMHI MiPUTUHY Ta 38 HaSBHOCTI TPUETUII-
aMiHy sIK OCHOBU yTBOpIOBaJiucs xjiopuau (ocdinopux kucjior 1.2.1 ta 1.2.2. Ili cionyku 6e3
BuIiTeHHst Oysu neperBopeni y couti 1.3.1 Ta 1.3.2 nicss rigposisy peakiiiinol cymini (cxema 1):
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Peaxiiitina 3narnicts coyk 1.1.1 ta 1.1.2 BusiBuIacs npud/Iu3HO TAKOIO caMoIo, 9K i 1-me-
TUIIMIIa30/1y Ta 1-MeTuI0eH3uMiIa30I1y BiIIIOBIIHO, Yac OBHOIO 1epeTBopents 0yB Ha piBHi 10
ta 24 rox (y Bumajky imigazosy ta GeH3uMizna30/1y), PO MO CBIIYATH CHEKTPH 3Lp_gIMP pea-
Kiiitnoi cyminm. Buxig cnomyk 1.3.1 Ta 1.3.2 cranosus 72 Ta 67% sBignosigno. Takum amHOM,
3aMiHa aJKIJILHOTNO 3aJIUINKy Ha apUIbHUN y MOJI2KeHHI 1 He BIJIMHYJIA iICTOTHUM YHUHOM HA
peaKIiiHy 3/IaTHICTH IMi/Ia30JIbHOTO KLITBII.

Hacrynuum cy6erpatom 6yito subpano 1-(4'nirpodenin)-iminazon (2.1). [13]. g cnoayka
€ TPUKJIAIOM TaKOl, IO MICTUTH PEAKININHO3JATHY HITPOTPYILy, TOMY 11 MeTaJIOBAHHS abo IMpsi-
Me dochOopuITIoBaHHS rajioreHiaMu TpuBajeHTHOro ¢rocdopy 3HaUHO ycKiajgHeHe. HaromicTsb
2.1 pearye 3 denindochOHOIUXTIOPUIOM Y MPUINHOBOMY PO3UNHI 38 HASIBHOCTI TPUETHIAMIHY
3 yrBopeHHsM dochinimxiopugay 2.2. Y JaHOMy BHUIIAJKY Peakilisi Bi0yBaeThCs HENo HOBiIb-
mimre, Hixk 3 1-denigiminazosmomM, 3aBAgKN BIUIUBY HITPOTPYIIH, Yac TIOBHOT'O IIEPETBOPEHHS CATAE
3 ni6. Crosyka 2.2 Gyura rporijgpostizoBana 1o coJii pocdinoBoi kucioru 2.3, BUXil SKOI CTaHO-
BuB 75%. VY cnoayni 2.3 HiTporpyna mMoxke OyTH BiJHOBIEHa 3a CTAHJIAPTHOIO METOIMKOIO, TIPU
IbOMY YTBODPIOETHCs amiHomoxiane 2.4. Y cBoio depry, aminorpyna croiyku 2.4 Oysa mnpoaru-
JIOBaHA XJIOPAHTiIpUgaMu 2-pTop- Ta 2-XJI0pOEH30HOI KUCJIOTH 3 YTBOPEHHSM IOXiIHIX 2.5a
Ta 2.5b BimmosimHo. TaxuM YMHOM, € MOXKJINBICTH OTPUMATH Pi3HI aMiHOMEHIT- Ta arnIaMiHO-
dbeninmoxinni dbocdinoBux KucaoT psiy iminazony (cxema 2):
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o0 X0 o0 X0 o0 X0 -
2.1 2.2 .
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—_—»
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Sk npukan CHoyK, sKi MICTATh reTapuibHUN 3aMicHUK y mojioxkeHHi 1 iminmazosy, Oysio
BuOpano 1-(2-mipwummn)-imigaszoon (3.1.1) ra 1-(3-mipugun)-imizason (3.1.2) [14]. C-2-meTasmosa-
HHsI TIUX cyOcTpariB Moxke OyTu yCcKJIaJHeHe 3a PaxyHOK HpHeIHaHHs JiTiimoxigaux mo C2-N1
3B’43Ky HipuauHOBOTO Kiiblid. [Ipore cnonyku 3.1.1 Ta 3.1.2 pearysaju 3 metuidocdoHoIM-
XJIOPUJIOM, V pe3ysibTaTi yrBopioBasmcs dpocdiniaxmopuan 3.2.1 ta 3.2.2, gKi micis rigposiisy
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peakiiifinoi cymini Gyu nepeseeni y couti docdinoux kuciaor 3.3.1 ta 3.3.2 (cxema ). He-
3BaKaO4IMd Ha T-HEJIOCTATHINA XapaKTep MipUIUHOBOIO KIIBIA, V JJAHUX BHIAIKAX 9aC pPeaKIlil
OyB Maike Takuit camuii, sik 1 y Bunajky l-cdemisiminazosty.
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BeesieHHsl GLIBIN aKIENTOPHOIO 3aMiCHHMKA, a caMe 3aJuiliKy 6-xsopripuaasud-2-iay [15]
y coosayni 4.1 TakoXX He BIUIMBAJO ICTOTHUM YMHOM Ha pEaKIiiiHy 3JaTHICTH iMiJa30JIbHOTO
KbIts. 1-(6-xsopmipugasus-2-in)imigazon (4.1) pearysas 3 MeTusidochOHOAUXIOPHUIOM [IPOTSI-
rom 2 nib 3 yrBopenusiM docdiniixiopuny 4.2. Ilicas 06pobku peakiiiitHol cyMiIm HaITUIITKOM
nipostiguay 6yB orpumanuit dhocdinamin 4.3. Ilpu mpomy BinOyBca e Jmire aminosiz gocdi-
HIJIXJIOPUJLY, & TaKOXK 3aMillleHHsI XJ0PYy B IMPUJIA3WHOBOMY KiJbIll 3a PaxyHOK HOr0 BUCOKOI
peakIiitHol 3xarHocTi moao0 HykKaeobimis (crema 4 ):
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Hamwu pospobsieno npoctuii Ta edpekTuBHUi criocidé orpumanig pizuomaniTaux 1-apui- i 1-re-
TapuIiMiTa30/-2-11pocdiHOBUX KHUCJIOT Ta, IX MOXIAHUX HLISIXOM IpsaMoro C-¢pocdopuoBaHHs
110 MTOJIOYKEHHIO 2 iMi[a30J1iB Ta OeH3UMia30J1iB, IHTEpeC 10 STKUX 00yMOBJIEHHI X ITOTEHITIHHOIO
6i0TOTIYHOI0 aKTUBHICTIO, IIIKABUMI KOOPIUHAINIMHIME BJIACTHBOCTSIMHE OO MTEPEXiTHNX MeTa-
JIiB 1 MOXKJIMBICTIO BUKOPUCTAHHSI JIJIsi CHHTE3Y K JOCTYIHUX BUXIJIHUX PEUOBUH B CUHTE31 O1/IBII
CKJIQJHUX MOJIEKY/I.

Exkcnepumenrtanbua gactunaa. Crexkrpu 'H-SIMP sumipsini na npuiaai Bruker Avance 200
(200,03 MI'ny jyist 'H; 50,30 MI'y s 3C; 80,97 MI' st 31P). Ax BHyTpimIHIN cTaHIaApT s
'H- 1a BC-SIMP cnekrpis, susrux y DO, Gys Bukopucranmii 1,4-miokcan. Jami eeMeHTHO-
ro aHaJIi3y, OTpuUMaHi 3a Jonomoroio npumiaiay Vario Micro Cube, BiIOBiIa0Th PO3paxOBaHUIM.
[lipugus surpumysasu 1 106y unaj KOH, micisis goro neperansiin nay PoOs, Tpuernnamia Burpu-
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myBaju 1 no0y uayg KOH, micsist woro neperansiim Haj HaTpieM. BuxiiHi CroJiykKu CHHTE3YBAJIH
3a OMHMCAHWMH B JTEpaTypi METOIMKAMU ([TOCHJIAHHS [IMB. BHIIE).

3azanrvra memodura peaxuii 1-zamiuteHoz0 imida3ony ma raopudy gocghornosor
Kucaomu (eci onepauii suxkonylomuves 6 ammocgepi cyrozo apzowy). o pozuuny
10 mMoutb 1-3aMimmenoro iMiziazony Ta 15 Mmosb Tpuetunaminy B 10 Mu1 nipuiuHy J10/1a10Th IIPU
nepeMirryBanHi o kparisax posaud 10,5 Mmoss xaopuay HochOoHOBOI KUCJIOTH y 5 MJI HipPUIn-
Hy nporsiroMm 3-5 xB. Iliciia nmepemintyBauHs HpoOTAroM 15 XB CyMIIll 3aJIMIIAIOTH HA HEOOXIIHMI
JJIsT TIOBHOTO TepeTBopenHs dac. llicas woro momaiors Bomuuit pozunn 30 MMOJIL KapboHaTy
HATPiO (YU KaJiilo), CyMilll BUIIAPOBYIOTh, 13 TBEPJOrO 3AJIHIIKY HPOIYKT €KCTPAryIOTh CYXUM
MetanosioMm. Ilicist BummapoByBaHHs PO3UMHHUKA 3AJIHUIINOK PO3TUPAIOTH 13 CYXUM all€TOHOM Ta
KPUCTAMI3YIOTh. Y BUIAJKY cuHTEe3y docdinamiay micias peaxiiil [0 cyMimni JI0[al0Th M0 Kpa-
wisix 50 MMOJIb BTOPUHHOIO aMiny (mipoJiiiuHy), mepeMinyors 1 1o, mic/as 90ro po3YnHHUK
BUIIAPOBYIOTH, IPOIYKT €KCTPAryIoTh i3 CyXOro 3aJuIKy ToiyeHoM. [licis BumapoByBaHHS PO3-
ynHHUKa (pocdinaMin KpUCTaIi3yI0OTh YU XPOMaTOrpadyoTh.

Memua(1-genin-1H-imidazon-2-in)pocginam xaniro (1.3.1). Orpumanmii 3 2 1 1-de-
aigimigazony (13,9 mmosb) Ta xjopuisy MeTuiochOHOBOT KUCIOTH, MiC/si PEaKIil MPOTAroM
12 rox cymim obpobusin po3danHOM KapboHary KaJjio. I[IpoaykT mepekpucrasizoBaHuii i3 MaJjol
KibKocTi i3onponamnoiy. Bes6apsui kpucramny, uxig 2,60 1, 72%. Cunexrp SIMP 'H (D20), 6,
m. 1. (J, T'n): 7,54 (5H, mmp. ¢, C¢Hs), 7,35 (1H, ¢, 4H iminasouy), 7,20 (1H, ¢, 5H iminazo-
ay), 1,52 (3H, 1, 2Jg_p = 15,1, P-CH3). Crexrp IMP 3C (D20), 6, m. 1. (J, T): 147,68 (x,
Vo_p =158,3, C-2 imizazomny), 138,38 (C'-1 deniny), 129,77, 129,58, 128,30 (s, 3Jc_p = 14,6,
C-4 imimazomy), 126,76, 125,59 (1, 3Jo_p = 2,5, C-5 imimazsomy), 17,96 (x, 'Jo_p = 1084,
P-CH3). Cuexrp AMP 3P (D50), 6, m. 1. (J, T'm): 21,09 (xB, 2Jy_p = 15,1). Amaumis pospaxo-
Bano qysa C1gH1gKN2OoP: C 46,15, H 3,87, N 10,76; sumaitneno: C 46,38, H 3,95, N 10,54.

Memua[1- (4-memuagpenin)-1 H-b6en3umidason-2-in]pocgpinam nampiro (1.3.2). O1-
pumvanuii 3 0,5 v 1-(4-merundenin)bensnminazomny (2,40 Mmoub) Ta xsmopuay MeTuIhochOHOBOT
KHUCJIOTH, TICJIs PEAKIll TPOTsAroM 24 1ot cyMirt o6pobuin BOJHUM PO3YMHOM KapOOHATY HATPIIO.
[TpoaykT mepekpucraaizoBanuii 3 eranomy, 6e3bapsui kpucramm, suxin 496 mr, 67%. Cuekrp
AMP 'H (D50), 8, m. 1. (J, Tw): 7,75 (1H, x, 3Jy_g = 8,1), 7,25-7,05 (5H, M), 6,79 (1H, =,
3Ja_u =17,3),6,64 (1H, 1, >Jg_p = 8,1), 2,32 (3H, ¢), 1,58 (3H, 1, *Jg_p = 15,2). Crrexrp AMP
13C(D20), 8, M. 1. (J, T): 154,19 (1, L Jc_p = 150,2, C-2 Gensmmingazomny), 141,77 (1, 3Jo_p =
= 15,3, C-9 Genzmminazoiy), 140,13, 137,30 (1, > Jo_p = 3,8, C-8 Gemsumiazony), 133,63, 130,49,
127,83, 124,79, 123,83, 119,86, 111,51, 21,03, 18,21 (1, ' Jo_p = 107,8, P-CH3). Cuexrp AMP 3P
(D20), 0, m. 1. (J, T'n): 20,81 (xB, 2Ju_p = 15,2). Ananis pospaxosano s C15H14NoNaOoP:
C 58,45, H 4,58, N 9,09; snaiineno: C 58,58, H 4,49, N 8,97.

[1- (4-nimpogenin)-1H-imidazon-2-in]peninpocpinam xaairo (2.3). Orpumano 3 5 r
(26,5 mmoutp) 1-(4-miTpodenin)imimazony Ta denindocdoHoAUXIIOPHILY, TCIA PEAKIT TPOTITOM
3 1ib cymint o6pobusn po3unHOM KapboHaTy KaJiito. [IpoayKT KpucTaizoBanmii 3 €TaHOY, 2KOBTI
kpucTamm, Buxin 7,28 r, 75%. Crnexrp AMP 'H (D20), §, m. 1. (J, Tn): 8,23 (2H, 1, 3Jg_u = 9,0,
H-3 Ph), 7,59-7,46 (5H, m), 7,42-7,33 (3H, m) 7,19 (1H, 7, J = 1,2). Cnextp AMP '3C (D,0),
8, m. . (J, Tm): 147,95 (1, *Jo_p = 165,5, C-2 iminazoy), 147,81 (C-4 deniny 3 HiTporpymoio),
143,66 (C-1 deniny 3 mirporpymnomno), 136,35 (1, *Jo_p = 145,5, C-1 deniny mopyd 3 aToMom
dbocdopy), 132,02 (xn, Jo—p = 2,8), 131,72 (1, Jo_p = 10,2), 129,19 (1, Jo—p = 14,6), 128,87 (z,
Jo_p = 13,2), 128,15, 125,30 (1, Jo_p = 2,8), 124,96. Crexrp AMP 3P (D,0), 6, m. 1. (J, 'n):
9,51 (r, 3Jy_p = 13,6). Ananiz pospaxosano mus CisHj  KN3O4P: C 49,04, H 3,02, N 11,44;
suafineno: C 48,92, H 3,21, N 11,56.
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[1- (4-aminopenin)-1H-imidazon-2-in]peniapochinam xanairo (2.4). 5 r cnonyku 2.3
posunnnsm B 150 Myt meranosty, nogaan 500 mMr 5% nasaio Ha aKTHBOBAHOMY BYTLI Ta Tijpy-
BaJin Iipu aTMocdepHomy Tucky npordarom 24 rom. Iliciaa peaxmil kaTamizaTop BiadiabTpyBaIn,
npoMmia 3 X 10 M1 METAHOJTY, TiC/IS BUIIAPOBYBAHHS PO3YMHHUKA OTPUMAJIH CITOJIYKY 2.4 3 Kib-
KiCHUM BHXOZOM y BUIIsL] cBiTI0-pokeBux kpucranis. Crexrp AMP *H (D30), 6, m. 1. (J, T'n):
7,54-7,32 (5H, ™), 7,13-7,10 (2H, m), 6,93 (2H, x, >Jg_u = 8,5), 6,69 (2H, 1, 3Jg_ g = 8,5).
Crekrp AMP 13C (D20), 6, m. 1. (J, I'm): 148,03 (x, YJe_p = 169,1, C-2 iminazony), 147,34,
136,76 (1, 'Jo_p = 144,4, C-1 deminy mopyd 3 aromom docdopy), 131,71 (1, Jo_p = 10,1),
131,65 (1, Jo—p = 4,5), 129,72, 128,70 (x, Jo—p = 13,1), 128,18 (1, Jo_p = 5,8), 128,13, 126,09
(m, Jo_p = 3,3), 116,49. Cuexrp AMP 3P (D20), &, m. 1. (J, T'm): 9,49 (1, 3Jy_p = 12,1). Anamiz
pospaxoBano i CisH13KN3OoP: C 53,40, H 3,88, N 12,46; suaiineno: C 53,29, H 3,99, N 12,29.

[1-(4 -{[(2 -Payopodenrin)kapborina]amiro }penrin)-1H-imidazon-2 -ia]periagpocdi-
nam xaairo (2.5a). o oxonomxkenoro (5 °C) posuumny 1 r (2,97 mmois) crosnyku 2.4 y 6 Mo
HACHUYEHOTO BOJHOIO PO3YMHY KapOOHATY KaJslilo JOMaJIUd MO KPAIUIaX IIPHU MMepeMilllyBaHHI PO3-
qnHa 4,45 MMosb 2-dyopobeH30IaXa0puay B 5 M jiokcany. Ilicis goro cymimn mepemirmaim
uporsirom 1 roj npu kimuarsiit remueparypi. IIpu oxososkenni (0 °C) npoaykr 2.5a Bunajias
y BHIVISLI] CBITJIO-?KOBTUX KpucTasis, Buxig 887 mr, 65%. Crekrp AMP 'H (DMSO-dg), d, m. 1.
(J, T'm): 10,97 (1H, wmmp. ¢, N—H), 7,73 (2H, x, STiom = 8,8), 7,70-7,61 (1H, m), 7,60-7,52
(1H, ™), 7,47-7,37 (4H, M), 7,32-7,11 (6H, m), 6,93 (1H, c). Cuexrp AMP 3C (DMSO-ds), 9,
m. 1. (J, T'n): 162,97 (C=0), 159,02 (x, Yop = 249,1, C-F), 151,3 (x, Yop = 154,9, C-2
imizazouy), 141,83 (1, 'Jo_p = 138,0, C-1 deniny 6ims docdopy), 138,08, 134,39, 132,43 (x,
J = 8,3), 131,70 (n, J = 8,9), 129,93 (n, J = 2,6), 128,66 (m, J = 2,9), 127,58 (xn, J = 14),
126,72 (n, J = 12,1), 126,18, 125,04 (x, J = 14,8), 124,48 (n, J = 3,3), 122,72, 119,38, 116,15
(n, J = 21,7). Cuexrp AMP 3'P (DMSO-ds), 6, M. (J, T): 2,65 (r, >Jy_p = 11,2). Amaniz
pospaxoBano st CooH16FKN3O3P: C 57,51, H 3,51, N 9,15; snaitneno: C 57,40, H 3,66, N 9,02.

[1-G4-{[(2-xropoderin)xapborin]amiro } perin)-1H-imidazon-2-in]peniagochinam
xanairo (2.5b). CunresoBannii anasoriano cnoayri 2.5a 3 1 r (2,97 mmouns) 2.4. Ceityo-2x0BTi
kpucramm, suxin 1 1, 71%. Cuexrp IMP 'H (DMSO-ds), 8, m. 1. (J, 'm): 11,00 (1H, mmup. c,
N-H), 7,73 (2H, 1, 3Ju_u = 8,8), 7,58-7,34 (8H, M), 7,28-7,12 (4H, m), 6,92 (1H, ¢). Crexrp
AMP 13C (DMSO-dg), 6, m. 1. (J, I'm): 165,02 (C=0), 151,36 (1, 'Jo_p = 154,6, C-2 imimazomy),
141,94 (m, YJc_p = 137,9, C-1 ceniny mopyu 3 docdoponm), 138,04, 136,90, 134,44, 131,72 (x,
Jo—p = 8,6), 131,04, 130,02, 129,66, 128,96, 128,60 (1, Jo—p = 1,9), 127,52 (un, Jo_p = 14,8),
127,21, 126,68 (1, Jo_p = 11,9), 126,14, 122,62 (n, Jo_p = 2,1), 119,21. Crexrp AMP 3P
(DMSO-dg), 8, m. 1. (J, T'r): 2,66 (1, 3J_p = 11,0). Ananiz pospaxosamo mist CooHigCIKN3O3P:
C 55,52, H 3,39, N 8,83; znaiineno: C 55,40, H 3,44, N 8,71.

Memua(1-nipudun-2-in-1H-imidazon-2-in) pochinam wampiro (3.3.1). Cunresona-
1o 3 1 1 (6,89 mmosn) 3.1.1 Ta Metundocdonomuxtopumy. Ilicis peakmnii mporsirom 24 rog cymint
00pobUIN PO3UNHOM KapbOOHATY HATPIO, MIPOAYKT HEPEKPUCTAIZYBAJIM 3 BOJIOTOI'O XJI0pOodhopMmy,
Gesbapsmi kpucramn, Buxig 1,267 1, 75%. Crexrp AMP 'H (D20), 6, a.x. (J, T'n): 8,57-8,46
(1H, m), 8,04 (1H, ar, >Jy_g = 7,8, *Ju_u = 1,9), 7,76 (1H, x 3Jy_g = 8,1), 7,56 (1H, muz,
SJu-n = 7,6, Ju_u = 5,0, *Ju_g = 1,0), 7,51 (1H, v, J = 1,3), 7,23 (1H, r, J = 1,3), 1,56 (3H, x,
2Jp_i = 15,2). Crexrp AMP 13C (D50), 8, m. 1. (J, ['m): 150,24 (C-2 mipmmuny), 148,95, 147,69
(m, YJo_p = 157,4, C-2 iminazony), 140,48, 128,86 (1, *Jc_p = 14,7, C-4 imimazomy), 125,29,
124,09 (1, 2Jo_p = 2,5, C-5 imimazomy), 121,83, 18,15 (1, ' Jo_p = 108,9, P-CH3). Cuexrp SIMP
3lp (D20), §, M. 1. (J, I'nr): 20,92 (xB, 2Ju_p = 15,2). Ananiz pospaxosano st CgHgN3NaOoP:
C 44,09, H 3,70, N 17,14; znaiineno: C 43,99, H 3,79, N 17,02.
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Memua(1-nipudun-3-in-1H-imidazon-2-in) pochinam wampiro (3.3.2). Cunresona-
1O 3 1 1 (6,89 Mmmostb) 3.1.2 Ta Metuadocdonomuxmopumy. Ilicis peaknii mporsirom 24 ros cymint
00pobuIN PO3UMHOM KapOOHATY HATPIIO, MPOIYKT NEPEKPUCTAIIZYBAJIN 3 BOJIOIOTO XJI0POMOpMY,
6e36apsri kpucramm, Buxin 1,216 1, 72%. Crnexrp AMP 'H (D20), 6, m. 1. (J, I'n): 8,69 (1H,
1, YJg_p = 2,2, H-2 uipwmuny), 8,63 (1H, a, 3Jy_g = 4,9, *Ju_n = 1,4), 8,03 (1H, mux,
SJuon = 8,2, Y = 2,4, Yy_u = 1,5), 7,61 (1H, mx, 3Jy_u = 8,2, 3Jg_n = 5,0), 7,39 (1H,
mmp. ¢), 7,24 (1H, mup. ), 1,54 (3H, 1, 2Jp_y = 15,2, P-CH3). Crexrp AMP 3C (D,0), §, m. 1.
(J, T'm): 149,60, 147,46 (x, Yolp = 152,6), 146,57, 135,73, 135,66, 129,08 (z, 3Jo_p =147, C-4
imimazomy), 125,43 (1, 2Jo_p = 2,6, C-5 imimasouny), 125,04, 18,00 (1, 'Jo_p = 108,4, P-CH3).
Cuextp AMP 3P (D0), 6, m. 1. (J, 'm): 21,15 (xB, 2Jy_p = 15,1). Anasis po3paxoBaso s
CoHgN3NaOoP: C 44,09, H 3,70, N 17,14; 3naiineno: C 44,01, H 3,75, N 17,04.

3 -{ 2-[memua(nipoaidun -1-ia) pocgopuan]-1 H-imidason-1-ia }- 6-nipoaidun- 1-iani-
pudadun (4.3). Orpumano 3 1 r (5,54 Mmoin) 4.1, micis peakiil mpoTsrom 2 fi6 cymimn o6pobu-
Ji HaJIAIKoM tiposinuny. [lepekpucrasnizoBanuii 3 rekcany, 6e3dapsHi Kpucraan, Buxim 1,245 1,
65%, T. wr. 94 °C. Cunexrp AMP 'H (DMSO-dg), 0, m.x. (J, I'n): 8,16 (1H, x, 3Jg_u = 9,5),
7,49 (1H, ¢), 7,00 (1H, ¢), 6,98 (1H, x, SThom = 9,5), 3,47-3,40 (4H, m), 2,94-2,86 (4H, ™),
1,98-1,91 (4H, m), 1,75-1,66 (4H, n), 1,30 (3H, a, >Jy_p = 15,1, P-CH3). Cuexrp SIMP 3C
(DMSO-dg), 6, m. 1. (J, T'm): 157,04, 149,8 (1, Yop = 149,1), 146,76, 127,37 (x, SJop = 14,5,
C-4 iminaszoay), 125,76, 121,32, 113,43, 46,55, 44,09, 24,95, 23,78, 19,12 (x, LJo_p = 108,0).
Cuexrp AMP 3'P (DMSO-ds), 6, m. 1. (J, T): 14,60 (8, 2Jy_p = 15,1). Anasiz pospaxosamo
st C16HaogNgOP: C 55,48, H 6,69, N 24,26; snaiigeno: C 55,41, H 6,77, N 24,32.

TaxuMm guHOM, y pe3y/abTaTi JOC/TIIXKEeHb HaMU 3HaWJIeHUN 3py<dHnil MeTos cuaTely ¢ocdi-
HOBHUX KHCJIOT Ta I1X MOXITHUX Py iMimazosy Ta OeH3MMiTa30/1y, IO MICTSTh apuabHHU abo
reTapuJibHUi 3aMicHUK y 1osiozkeHHi 1. 3’scoBaHO, M0 €JIEKTPOHOAKIIEIITOPHI IPYIH, AKi 3HAXO-
IAThCS B TIOJIOXKEHHI 1 iMi1a301y, HE BIJIMBAIOTH iICTOTHUM YMHOM Ha MIBUJKICTD 1 BUXIJ peakIlil
npsimoro C-2-docdopuioBanasa iMia30/1pHOTO Kisibilsd. [left MeTon 1a€ MOXKJINBICTH CHHTE3Y-
BaTU YUCJIEHH] MOXiJHI, fKi MiCTsITh pi3HI (DYHKIOHAJBHI TPyIN, 30KpeMa i B apujabHOMY abo
reTapuaIbHOMY 3aMiCHHUKY iMmimasosy. KpiMm Toro, orpumani criogyku MOXKYTb OyTH BUKOPHUCTAHI
SIK JIJIsI TIOIIYKY HOBHUX O10JIONIYHO aKTUBHUX PEYOBUH, TaK 1 JIjIst IPOBEJECHHS [TOIAJIBIIOT O1/ThII
rInboKol XiMiaHOT MOMuU@IKAILI.
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ITpsmoe C-docdhopunmupoBanue l-apuii- u 1-reTapuimMu/1a30JI0B
xJopauruapugaMu (pocOoHOBBIX KHUCJIOT

IIpednoorcen ydobHnuii u adexmuenoili memod curnmesa 1-apua-, 1-zemapuasumudadon- u 6eH30u-
MUOA304-2-UNPOCHUHOBUT KUCAOM U UT NPOU3BOOHBLT. Hccaedo8ano sAusnUE APUALHO20 U 2€Ma-
PUALHO20 3AMECTNUMEAA 6 NOA0HCEHUY, 1 UMUIA30AG HA €20 PEAKUUOHHYIO CNOCOBHOCTMb NO OMHO-
weruro Kk raopudam gochorosvir xkucaom. Ilokazarno, wmo npu nomowu JdaHH020 MEMOOG MOHC-
HO CUHMEZUPOBAML PAQD COCOUHEHUT € PASHBMU 3AMECTNUMENAMU 6 APUALHOM U 2EMAPUNDHOM
Koavue. Paspabomarrvi memod xopowo donoAHsEM CYUeCmeyouue Memodb, CURME3A BbLULUEHA-
36aHHBIT COCAUHEHUT.

Karouesnie caosa: mMnia3os, 6eH3uMI1a30J1, Gpocdopuinposanne, pocdpuHOBasg KUCI0Ta, (Po-
chuHAMUIT.
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Direct C-phosphorylation of 1-aryl- and 1-hetarylimidazoles by
chlorides of phosphonic acids

A convenient efficient method for the synthesis of 1-aryl- and 1-hetarylimidazole and benzoimi-
dazole-2-ylphosphinic acids and their derivates has been proposed. Influence of a group at position 1
of tmidazole on its reactivity towards phosphonic acids chlorides is investigated. It is shown that
this method provides derivates with different substituents at an aryl or hetaryl ring. This method
is a good alternative to the known methods of synthesis of such compounds.

Keywords: imidazole, benzoimidazole, phosphorylation, phosphinic acid, phosphinamide.
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