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OpwriHanbHi gocnigkeHHs @ Original research

CuHTe3 noxigHux 3-[2-(1H-imiga3on-2-in)-ankin]-2-tiokco-
2,3-purigpoxiHa3soniH-4(1H)-oHiB

0. 0. 3aBaga, O. B. TkayeHko, |. O. Xypasenb

HauioHanbHwWit dhapmaueBTUYHUI YHIBepcuTeT, M. Xapkis, YkpaiHa

MepcnekTvBHYMM BiONOriYHO aKTUBHUMU PEYOBMHAMY € MOXIAHI iMiga3ony Ta XiHasoniHy, Lo BXOAATh 40 CTPYKTYPU BiBOMUX NPOTUrpud-
KOBWX TiKapCbKVX NpenapartiB i pe4oBWH i3 NPOTUTYOEepKyNbO3HOK Ta MPOTUMIKPOOHO Aieto. MNopsia 3 UMM Big3Ha4YMMO, WO BiZOMOCTI
LLIOZI0 CUHTE3Y Ta BMACTUBOCTEN NMOXiQHMX XiHOMIHY, LLO MICTATb (hparMeHT 2-aMiHoankiniMigasony, NpakTMYHo BigcyTHi. Buxoasum 3 uboro,
aKTyanbHUM € MUTaHHSA PO3POBNEHHSA HOBYX NPenapaTUBHNX METOAVK CUHTE3Y NOXIAHUX XiHa30MiHy 3 (hparMeHTOM 2-amiHoankinimigasony.

Meta po60oTy — PO3LUMPEHHS CUHTETUYHOrO NOTeHLiany noxigHWX 2-aMiHoankinimigasonis, AOCNIAXEHHS iXHbOI peakUiiHoi 34aTHOCTI
Ta CUHTE3 HOBWMX NoXiaHuX 3-[2-(1H-imigason-2-in)-ankin]-2-Tiokco-2,3-aurigpoxiHasoniH-4(1H)-oHi..

Marepianu Ta metogun. MeToawm opraHiyHOro cuHTesy, isnyHi Ta ¢isnKko-XimMivHi MeToau aHanisy opraHiyHux cnonyk (*H AMP-cnekTpo-
CKOMisl, eNneMeHTHWI aHani3).

Pesyniratu. MNpoaHanisyBanu CTpyKTypw, KOTPi € HalnepcnekTUBHILLMMI SIK NOTEHLiHI NPOTUMiKPOOHI 3acobu. Ans cHTE3y HOBWX
GionoriyHo akTMBHUX Cronyk o6panu cTpaTerito NOEAHAHHS B OAHI MONEKyNi d)parMeHTIB XiHa3oniHy 3 iMiZa30nbHUM 3anuLLKOM. Takui
nigxid, Ha Halw nornsag, Mae CNpusTY NiABULLEHHIO NINOMINbHUX BNACTUBOCTEN KIHLEBOI MOMEKYU, WO € OAHIEL 3 KMOYOBKX BUMOT 4O
NPOTUMIKPOBHMX 3acobiB. 3-3aMmiLLeHi 2-TIOKCOXiHa3omMiH-4-0Hn 3a-i OTpUMyBanu B3aeMogieto 2-(a,3-amiHoarnkin)imigasonis i3 METUINOBUM
ecTepom 2-izoTiouiaHaTobeH30MHOT kKncnoTn. KoHTponb 3a yTBOPEHHAM NPOAYKTIB peakLii 3aincHioBanu metogom TLLUX. CTpykTypy opep-
XaHWX 2-TiokcoxiHasoniH-4-oHiB niaTBepaxeHo aaHumu 'H AMP-cnektpockonii. MynsTMnNNeTHICTb i po3TallyBaHHs CUrHanis NpoTOHIB
MOBHICTIO BiANOBiAaTL 3anNponoHOBaHi 6ygoBi cnonyk.

BucHosku. [locnignnu MoXnmBICTb BUKOPUCTAHHS HOBMX MOXiAHUX amMiHOamKiNimMigasonis Sk aMmiHHOI KOMMOHEHTM B peakLii reTepoLuKii-
3aLlii 3 o-isoTioujiaHaToecTepamu. Brneplue 3aincHeHo cuHTes 3-[2-(1H-imigason-2-in)-ankin]-2-Tiokco-2,3-aurigpoxiHadoniH-4(1H)-oHiB.

CuHTe3 npon3BoAHbIX 3-[2-(1H-uMuaaso-2-un)-ankun]-2-Tuokco-2,3-auruapoxuHasonuH-4(1H)-oHos

O. A. 3aBapa, E. B. TkaueHko, W. A. XXypasenb

MepcnekTuBHbIMU OMONOrNYECKN aKTUBHBIMM BelLecTBamMu SBMSOTCA Npon3BoAHbIE MMMAA30M1a U XMHA30J1IMHA, KOTOPble BXOOAT B
CTPYKTYPY NU3BECTHbIX I'IpOTI/IBOI'pVI6KOBbIX NeKapCTBEHHbIX NpenapaTtoB, a Takxe BeleCTB C HpOTMBOTyGepKyﬂeSHOVI n I'IpOTMBOMVIKpOG-
HOW aKTUBHOCTbIO. Hapr-l,qy C 3TUM cregyeTt OTMETUTb, YTO CBeAEHUA NO CUHTE3Y N CBOWICTBaM NPOM3BOAHBIX XUHOMMHA, COAEPXKALLMX
hparMeHT 2-aMrHoankunMmmaasona, npakTnyecku OTCYTCTBYHOT. Wcxoas us atoro, aKTyallbHbIM CTaHOBUTCA BONPOC paspaﬁoTKM HOBbIX
npenapaTuBHbIX METOAVK CUHTE3a NPOM3BOAHBIX XMHA30MNMHA C (pparMeHTOM 2-amMuHoankunMmmgasona.

Llenk paboThkl — pacluMpeHne CUHTETUYECKOro NOTEHLMana Npou3BoAHbIX 2-aMUHOANKUNMMUAA300B, UCCNEA0BaHNS UX PEaKLMOHHON
CMOCOBHOCTU U CUMHTE3 HOBbIX NPOU3BOAHLIX 3-[2-(1H-uMmaason-2-1n)ankunj-2-TMokco-2,3-aurnapoxuHasonmy-4(1H)-oHos.

Marepuanbi u Metoabl. MeToAbl OpraHN4eckoro CMHTE3a, nsnyeckne 1 PrUanKo-XMMUYecKe MeToAbl aHann3a opraHNyYeckrx coeam-
HeHui ("H AMP-cnekTpockonus, SNeMEHTHbIA aHanms).

Pesyniratkl. [poaHanuanpoBaHbl CTPYKTYpbI, KOTOpble SBNSKOTCS Haubonee NepernekTUBHBIMM B Ka4eCTBe NOTEHLMANbHbIX MPOTUBOMUKPOOHBIX
cpeAcTB. [ins cuHTE3a HOBbIX BVONOTMYECKN aKTUBHBIX COEAMHEHWIN HaMW BbibpaHa cTpaTernst CO4eTaHUs B OQHOM Morekyrne dparMeHToB
XWHa30MMHa C IMMAA30MbHBIM OCTATKOM. Takon NOAXOA, Ha HaLL B3rMsA, AOIMKEH CroCOOCTBOBATb MOBBILLEHNO NIMMOGNIIbHBIX CBOVWICTB Morie-
KyIbl, 4TO SIBMSIETCH OAHNM U3 KIHO4EBbIX TPe6OBaHWI K NPOTUBOMUKPOBHBLIM CPEACTBAM. 3-3aMELLEHHbIE 2-TVOKCOXVHA30MMH-4-0Hbl Momyyant
B3auMmopencTBmem 2-(a,B-amnHoankum)MMmaasona ¢ METUOBLIM 3MPOM 2-M30TMOLIMAaHATOBEH30MHON KMCMOTbI. KOHTponb 0bpa3oBaHis
NPOLYKTOB peakLmm ocyLLeCTBNSANM MeTonom TCX. CTpyKTypa NonyyYeHHbIX 2-TMOKCOXMHA30MMH-4-0HOB NofTBEPXKAeHa AaHHbIMM 'H AMP-cnek-
Tpockonuu. MynsTUNNETHOCTb 1 PACMONOXKEHNS CUTHAMNOB NPOTOHOB MOMHOCTBLIO COOTBETCTBYHOT NPEANIOKEHHOMY CTPOEHWIO COEANHEHWIA.

Beiogb!. MiccnenoBaHa BO3MOXHOCTb UCMONb30BaHWS HOBbIX MPOU3BOAHbIX aMUHOANKUIMMUAA30M0B B Ka4eCTBE aMUHOBOIO KOMMOHEHTA
B peakuuy reTepoLyKnm3aLmm ¢ 0-13otnoLumaHatoacmpamu. Brnepsble cMHTE3npoBaHbl NpousBoaHble 3-[2-(1H-uMuaason-2-un)-an-
Kun]-2-Tnokco-2,3-aurnapoxuHasonmvt-4(1H)-oxa.

KniouyeBble cnoBa: MMnAa30/sibl, XMHA30NHbI, CUHTES.
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CuHme3 noxioHux 3-[2-(1H-imida3or-2-in)-ankin]-2-miokco-2, 3-0uziopoxiHasoniH-4(1H)-oHig

Synthesis of 3-[2-(1H-imidazol-2-yl)-alkyl]-2-thioxo-2,3-dihydroquinazolin-4(1H)-one derivatives
0. O. Zavada, O. V. Tkachenko, I. O. Zhuravel

Promising biologically active substances are derivatives of imidazole and quinazoline, which are part of the structure of known antifungal
drugs and substances with anti-TB and antimicrobial activity. In addition, it should be noted that information on the synthesis and properties
of quinoline derivatives containing a fragment of 2-aminoalkylimidazole is practically absent. Proceeding from this, the issue of developing
new preparative methods for the synthesis of quinazoline derivatives with a fragment of 2-aminoalkylimidazole appears.

Aim. Expanding the synthetic potential of 2-aminoalkilimidazoliv, the study of reactivity and synthesis of new 3-[2-(1H-imidazole-2-yl)-
alkyl]-2-thioxo-2,3-dyhidrohinazolin-4(1H)-one derivatives.

Materials and methods. Methods of organic synthesis; Physical and physical-chemical methods of analysis of organic compounds
(NMR spectroscopy 1H, elemental analysis).

Results. The work analyzes the structures that are most promising as potential antimicrobial agents. For the synthesis of new biologically
active compounds, we have chosen the strategy of combining quinazoline fragments with an imidazole residue in one molecule. Such an
approach, in our opinion, should contribute to increasing the lipophilic properties of the final molecule, which is one of the key requirements
for antimicrobial agents. 3-Substituted 2-thioxoquinazolin-4-one was prepared by reacting 2-(a,3-aminoalkyl) imidazoles and with methyl
ester of 2-isothiocyanato-benzoic acid. Control of the formation of reaction products was carried out by TLC. The structure of the obtained
2-thioxoquinazolin-4-one was confirmed by 'H-NMR spectroscopy. The multiplicity and location of the protons are fully consistent with
the proposed structure of the compounds.

Conclusions. The possibility of using new aminoalkylimidazole derivatives as an amine component in the reaction of heterocyclicization
with o-isothiocyanatoester was investigated. 3-[2-(1H-imidazol-2-yl)-alkyl]-2-thioxo-2,3-dihydroquinazolin-4(1H)-one was synthesized

for the first time.

Key words: imidazoles, quinazolines, synthesis.

Current issues in pharmacy and medicine: science and practice 2018; 11 (3), 260-263

OcraHHIM 9acoM YMMalMii iHTepec K 010JI0TTYHO aKTHUBHI
PEUYOBHHH BUKIIMKAIOTH CIIOJYKH, IO MOETHYIOTh Y CBOIH
CTPYKTYpI JICKiJIbKA TeTEPOLUKITIYHUX (PparMeHTiB. Takuit
I JIX1]T 10 Apar-u3aiHy 1a€ MOKIIMBICT OJCPIKYBATH PEUO-
BUHU 3 OUIBII BUPAKEHUMH 010JI0TTYHIMH BJIACTUBOCTSIMU
Ta PO3IIUPEHUM CIIEKTPOM TEPaNeBTHUHOI Hil. Y 1boMy
ACTICKTi MEPCIIEKTUBHUMH € TIOX1TH1 IMiZa30iTy Ta XiHa30J1i-
Hy, 30KpeMa IIi parMeHTH BXOIATH 10 CTPYKTYPHU BiIOMHX
TIPOTUTPUOKOBHX JTIKAPCHKUX TIPETIapaTiB i pedoBHH, 110 B
JOKITIHIYHUX JOCIIDKCHHIX TI0OKa3alu cebe SK CIIOMYKH 3
IIMPOKUM CHEKTPOM 0i0JIOTiYHOT akTHBHOCTI [ 1—12].

OpmHak Bi3HAYMMO, MIO BiJOMOCTI IIOJO CHHTE3y Ta
BJIACTHBOCTEH MOXITHUX XIHOJIHY, IO MICTATh (PParMeHT
2-aMiHOAJIKLTIMIIa30]1y, IPAKTUYHO BifcyTHI. OTke, po3poo-
JICHHS] METO/IMK CHHTE3Y TTOXIHHUX XiHA30JiHY 3 (hparMeHTOM
2-aMiHOAJIKIJIIMIZIa30ly MOYKHA BBa)KaTH CBOEYACHHUM Ta
AKTyaJIbHUM JOCITIPKCHHSIM.

MeTa po6otu

JocaipKkeHHs 3arajbHUX 3aKOHOMIPHOCTEH CUHTE3y
MOXITHUX XiHA30JiHY, [0 MICTATH ()parMeHT 2-aMiHOaJI-
KLTIMiTa303Ty, Ta OfiepyKaHHA HOBHX MOXimHUX 3-[2-(1 H-imima-
3071-2-111)-ankin|-2-Tiokco-2,3-auriapoxinasomnin-4( 1 H)-oHis.

Martepianu i MeTogu pocnimkeHHA

Mertoan opraHiYHOTO CHHTE3Y, (i3udHi Ta (Pi3UKO-XiMIdHI
MeTo/iM aHanizy opraniunux crnonyk (‘H SIMP-cniekrpocko-
ITisI, eIEMEHTHHUH aHaTi3).

Pe3ynbraTtu Ta ix 06roBopeHHs

OnHnM i3 mommpeHux migxonis 1o Moaudikamii BAP € no-
€JTHaHHS B OJTHIH MOJIEKYJIl pi3HHUX Qapmako(popiB, 30KpeMa

TeTePOLMKIIIYHUX (PParMeHTiB, 110 MOXE MPU3BECTH SIK 10
CHHEpri3My BiIOMHX e(EeKTiB, TaK i 710 IPOsIBy HOBHX BH/IiB
(hapmakosoriaHoi akTuBHOCTI. Bubip hapmakodopHux dhpar-
MEHTIB JUTSl MOJICTIFOBAaHHS HOBUX CTPYKTYD 3IIHCHIOETECS Ha
OCHOBI 0ararb0X YMHHHUKIB, CEpel HUX HalBaroMiIlINM € aHa-
JIi3 BIIOMOCTEH T0Ka30BOi METUIIMHH [IOJI0 T ITBEPAKEHOT
(hapMaKoIOTriyHOI /1iT pEYOBHH, 1110 MICTSITh TAKUI (hparMeHT.
[poanaizyBamm ocHOBHI 0a30Bi cTpykTypH [13], mo Bu-
KIIMKAJIM HAHOLTBIITY 3alliKaBICHICTh PO3POOHUKIB POTHUMI-
KpoOHHMX 3aco0iB B ocTaHHi poku. /11st moOynoBu hokycoBaHol
010JTI0TEKH CIIOJYK 13 MOTEHUIHHUMH MPOTHMIKPOOHHMH,
TIPOTUTPUOKOBUMH BITACTUBOCTSIMU OOpaiil CTPAaTerito mo-
€JTHAHHSI B OJTHIM MOJIEKyJIi ()parMeHTIiB XiHa30MiHy 3 iMina-
30JIbHAM 3JIMIIKOM. HasiBHICTh aJIKIJIBHOTO JIAHITIOKKA MK
TeTepPOLUKIIIYHIMH CUCTEMaMU, Ha Halll [IOIJIsiI, MA€E CIIPUSITH
T IBUIIICHHIO JIITOMITFHIX BIACTUBOCTEH KiHIIEBOT MOJICKYJIH,
IO € OJTHI€FO 3 KITFOYOBHUX BIMOT JI0 IIPOTHMIKPOOHHX 3aC00iB.
HuHi po3pobiieHo eeKTHBHI METOANKY CUHTE3Y KOH/ICH-
COBAHHX 3-3aMillIEHHUX 2-TIOKCOITIPHMITUH-4-0HIB, 1110 320€3-
TIEIYIOTh BUCOKI BUXOJH KiHIIEBUX MPOMYKTIB 1 JOCTaTHII
piBeHb YUCTOTH. [IpOIOBXKYIOUM HAYKOBI TOCIIKCHHS, IO
npoBOAsATECS Ha Kadenpax HamionamsHoro (apmarieBTHY-
HOT'O YHIBEPCUTETY TIPOTSATOM OararboX POKiB, PO3IISHYIIH
MOYKJIMBICTh BUKOPHCTAHHS 2-aMiHO-aJIKiTIMiZa30JIiB sSIK
aMIHHOi KOMITOHEHTH B PEaKIIil TeTepOIMKIIi3aIlii 3 0-i30Ti0-
IIIOHATOECTEPAMH.
3-3amilieHi 2-TiOKCOXiHa30/MiH-4-0HN 3a- OTpUMyBan
B3aemoiero 2-(a,B-aminoankin)imigaszomnie 1a-i 3 MeTwio-
BUM €CTepOM 2-130TioIiaHaTo0eH301HOT Kuciaotu 2 (puc. 1,
ma6bn. 1). BuxigHi aMiHOAJIKUIIMIIA30/I1 OIepXKyBall Ha
OCHOBI aMIHOKHUCJIOT, TIPH I[bOMY (PParMeHT iMifa3oiry
(hopmyBaBcsl Ha OCHOBI aKTHBOBAHOI KapOOKCHIIBHOT TPYIIH.
KoHTpors 32 yTBOPEHHSIM MPOAYKTIB peaKIIil 3iCHIOBAITI
merogom TIIIX.
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0
OMe [0} R N
HN N ©\)L///s / ’\>
R N /& H
H 1a-i i-PrOH, A, 30 xBunuH N S
H 3a-i
Puc. 1. CuHTE3 HOBMX 2-TIOKCOXiHa30MiH-4-OHiB.
CrpyKTypy OziepKaHUX 2-TiOKCOXiHa30MiH-4-0HiB 3a-i  Tabnuusa 1. 3-[2-(1H-Iminason-2-in)-ankin]-2-iokco-2,3-
ninTepmkeno qanumu 'H SIMP-crekTpockomii. AuriapoxiHasonin-4(1H)-oxn
TaK? 'H HMP-C'HCKTpI/I criolyK 3a-i XapaKTePH3YIOTbCS : Buxin, N,%
HAsIBHICTIO CUTHAJTIB TIPOTOHIB OEH30JILHOTO KiJTBIIS B 001aCTi .M. % pos3p. eKcn.
0 8.02—7.25 M. 4. BinoBiAHOT MyIBTHILICTHOCTI. CHUrHAIH
. e 5 0 |n C HNOS |, |21.69
nporoHiB CH=CH iMi1a30J16HOTO ()parMeHTa BHSIBUIIN Y BH- a n= 258.30 21.72
DTS IBOX CHHIVICTIB TIpH O 7. 10f7.22.M. 1.16.80—6.92 M. 4. " o1y C,H,N,0S o5 20,57
Curnan nporoHa NH-rpynu mipuMiHHOBOTO (parMeH- ks 20.59
Ta 3apEECTPOBAHO Y BHUIVISAI YIIUPEHOIO CHHIVICTY MPHU
o 5 -5 |y C HNOS g 1957
0 13.20—12.78 m. 4., curHan nporoHa NH-rpymu imMiga3o.ib- ¢ n= 286.36 19.60
HOTO (pparMeHTa — y BUTIISIIL YIIIUPEHOTO CHHIIIETY B 00NIacTi N s |n C.HNOS |4, 18.65
0 14.83-13.54 m. 9 (mao6n. 2). w= 300.38 18.69
MyIBTHILIETHICTB 1 PO3TAIlyBaHHS CUTHAJIIB PELITH IIPOTO-
. : 7 . . 3 -0 len C HNOS |, 2057
HIB ITOBHICTIO BiJITOBIIA0TH 3aIIPOIIOHOBAHIH OY/IOBI CIIONTYK. € n= 3 27233 20.61
C,.H_N,OS 18.65
3f n=0 [CH(CH 5016 4 83
EkcnepumeHTanbHa YacTuHa (CH,), 300.33 18.70
3612.61.7le0 f\.wmoéuka cunmesy 3-3aMiu;e.Hux 2—mi01<c€)xiHa-. 3g n=0 |CH,CH(CH,), ??1131H41181N4OS 87 1;22
30/1iH-4-onig 3a-i. PO3YMHSITH [IPU TIOMIPHOMY HArpiBaHHI : :
B cymimi 2-rponanony (40 mur) i1 50 % pozunny KOH 3h [n=0 |CH(CH,CH, g'm4H1aN4OS 82 Egg
(6 M) METHIIOBHII ecTep i30TiOIiaHaTOOEH30MHOI KUCIOTH : :
(50 mmoms, 9,66 ). [lo onep;kaHOro po3uMHY IOCTYIIOBO 3 n=0 |Bn C,HNOS | o, 16.08
. S oNs s 348.43 16.11
nonasain 2-(o,B-aminoasnkin)iminazon (55 mmons). Peak-

Tabnuua 2. Oani 'H AMP-cnekTpis 3-[2-(1H-imigason-2-in)-ankin]-2-tiokco-2,3-gurigpoxiHasoniH-4(1H)-oHis

Koa
cnonyku

H-AMP, &, M. u.

14.74-14.80 (br. s, 1H, NH), 12.78 (s, 1H, NH), 8.02 (d, 1H, H-5), 7.64 (t, 1H, H-7), 7.45 (d, 1H, H-8), 7.20-7.24 (m, 2H,

sa H-6+CH), 6.84 (s, 1H, CH), 4.28-4.32 (t, 2H, CH,)

3b 14.80-14.83 (br. s, 1H, NH), 12.80 (s, 1H, NH), 8.00 (d, 1H, H-5), 7.66 (t, 1H, H-7), 7.47 (d, 1H, H-8), 7.22-7.25 (m, 2H,
H-6+CH), 6.82 (s, 1H, CH), 3.90-3.94 (t, 2H, NCH,), 2.06-2.10 (t, 2H, CH,)

2 13.80-13.83 (br. s, 1H, NH), 13.10 (s, 1H, NH), 7.88 (d, 1H, H-5), 7.68 (t, 1H, H-7), 7.46 (d, 1H, H-8), 7.28-7.33 (m, 2H,
H-6+CH), 6.82 (s, 1H, CH), 3.63 (t, 2H, NCH,), 2.18 (t, 2H, CH,), 1.78-1.82 (m, 2H, CH,)

2 13.54-13.58 (br. s, 1H, NH), 12.82 (s, 1H, NH), 8.00 (d, 1H, H-5), 7.68 (t, 1H, H-7), 7.47 (d, 1H, H-8), 7.28-7.33 (m, 2H,
H-6+CH), 6.82 (s, 1H, CH), 3.60 (t, 2H, NCH,), 2.21 (t, 2H, CH,), 1.30-1.35 (m, 4H, 2CH,)

2 14.20-14.25 (br. s, 1H, NH), 12.83 (s, 1H, NH), 8.02 (d, 1H, H-5), 7.66 (t, 1H, H-7), 7.42 (d, 1H, H-8), 7.24-7.27 (m, 2H,
H-6+CH), 6.92 (s, 1H, CH), 4.83-4.85 (m, 1H, CH), 1.52 (s, 3H, CH,)

- 14.00-14.02 (br. s, 1H, NH), 12.83 (s, 1H, NH), 8.02 (d, 1H, H-5), 7.67 (t, 1H, H-7), 7.4 (d, 1H, H-8), 7.20-7.25 (m, 2H,

H-6+CH), 6.92 (s, 1H, CH), 4.43-4.47 (m, 1H, CH), 2.50-2.54 (m, 1H, CH), 0.80 (s, 6H, 2CH,)

5 13.85-13.92 (br. s, 1H, NH), 12.93 (s, 1H, NH), 8.00 (d, 1H, H-5), 7.70 (t, 1H, H-7), 7.44 (d, 1H, H-8), 7.20-7.25 (m, 2H, H-6+CH),
9 6.96 (s, TH, CH), 4.74-4.77 (m, 1H, CH), 2.16-2.20 (m, 2H, CH,), 1.79-1.82 (m, 1H, CH), 0.90 (s, 3H, CH,), 0.80 (s, 3H, CH,)

13.88-13.94 (s, 1H, NH), 13.03 (s, 1H, NH), 8.00 (d, 1H, H-5), 7.70 (t, 1H, H-7), 7.42 (d, 1H, H-8), 7.18-7.23 (m, 2H, H-6+CH),
6.92 (s, 1H, CH), 4.48-4.51 (m, 1H, NCH), 1.43-1.46 (m, H, CH), 1.38-1.40 (m, 2H, CH,), 0.98 (s, 3H, CH,), 0.80 (s, 3H, CH,)

13.90-14.02 (br. s, H, NH), 12.97 (s, 1H, NH), 8.02 (d, 1H, H-5), 7.74 (t, 1H, H-7), 7.46 (d, 1H, H-8), 7.18-7.25 (m, 7H,
H-6+CH+Ar-H), 6.94 (s, 1H, CH), 5.02-5.10 (m, 1H, CH), 3.58-3.63 (m, 2H, CH,)

3h

3i
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CuHme3 noxioHux 3-[2-(1H-imida3or-2-in)-ankin]-2-miokco-2, 3-0uziopoxiHasoniH-4(1H)-oHig

LilfHy CyMilll HarpiBaJii B KOJIOi 31 3BOPOTHUM XOJIOJMIIb-
HukoM 30 xBuwmH. CyMill OXOJIOMKYBIA 10 KIMHATHOT
TEeMIIepaTypH, BIHBAIK ¥ Boay (100 M) i migKucIroBa
areTarHoto kucsotoro (1o pH = 7). Bindinsrposannii ocan
KpHCTaIi3yBayH 3 cyMiti rporanon-2/DMF (1:1).

BucHoBKku

1. JTocipKeHO MOYKITHBICTh BUKOPHCTAHHS HOBHX TTOXITHHX
AMIHOAJIKLTIMITa30JTiB sIK aMiHHOi KOMITOHEHTH B PEaKIIii reTe-
POIMKITI3ALI] 3 0-130TiONmiaHATOSCTEPAMH JITsl KOHCTPYIOBAHHS
KOMOIHATOPHOT 010TI0TEKH CTPYKTYp, IO MICTSTh AEKUIbKa
(apmakoopHUX yrpyIyBaHb, 30KpeMa (parMeHTH XiHa30Ti-
Hy Ta iMiga3omy. Briepie 3xiticaeno cuntes 3-[2-(1H-imima-
3011-2-171)-anKin|-2-Tiokco-2,3-auriapoxinazomnin-4( 1 H)-oHiB.

MepcnekTMBu noganbwmnx AocnimkeHb. OniHIOBaHHS
MOTCHIIIHHOT 010JI0TTYHOT AKTUBHOCTI Ta EKCIICPUMEHTAIbHE
BUBUCHHS 010JI0TTYHOT i1 OfepIKaHUX MOJICKYIL.
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