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Jep>kaBHHH 00J1iKOBHI HOMep: 0225U000726
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II. Etran BukoHnauus JiP

Homep erany: 5

Ha3Ba eramny: Po3poGka HOBUX LIJISIXiB OTPUMaHHsI Ta QYHKLiOHAII3aLis i30MepHUX iMifa3onipuMignHiB
IToyaToK eramy: 01.2024

3akiHYyeHHs eTamy: 12.2024

Bupz 3BiTHOTO AOKYMEHTA: OCTaTOYHUM 3BIT
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IloBHe HaliMeHYBaHHS IOPHUAUYHOI 0co0H (a60 ITIB ¢i3zmyHOi 0c00H): [HCTUTYT PisnKO-OpraHidHOi

Ximii i Byrzeximii im. JI. M. JIuTBuHeHka HanjionaspHoI akagemii Hayk YKpaiHu

Kopg 3a €IPIIOY: 05420735
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Ykpainu
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Poamip opranisanii:
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VI. I>kepeJia, HanpsiMHu Ta oocsiru pinaHcyBaHHs JIiP

IlincraBa ojist npoBeaeHHs [iP: 34 - norosip (3aMOBJIEHHS) 3 IEHTPaTbHUM OPraHOM BUKOHABYOI BIajy,

akazemielo HaykK (TOJIOBHUMM PO3NOPSIHUKAMU OI0pKETHUX KOWITIB Ha TposefeHHs HIIJIKP)
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VII. BizomocrTi npo IiP
Ha3sBa po6oTH yKpaiHCBHKOIO:

Po3po6ka HOBUX LIJISIXiB OTPUMaHHS pi3HO3aMillleHUX 6€H30Tia30J1iB, 66H30KCa30J1iB, OKCA30JIOMipUINHIB,

Tia30J10NipUIMHIB, IMiZA30NipUMIAMHIB i MogMdiKaLis iX CTPYKTYp LJISIXOM IIE€PETBOPEHHS (PYHKLiIOHATIBHUX IPYIL

Ha3sBa po60oTH aHIJIiHCBHKOIO:

Development of new ways of obtaining substituted benzothiazoles, benzoxazoles, oxazolopyridines,
thiazolopyridines, imidazopyrimidines and modification of their structures by transformation of functional groups

Pedepat yKpaiHCBKOIO:

Y pe3ysbTaTi BAKOHAHUX JOCHIIKeHb PO3POOJIEHO 3PYYHUM LIISIX CUHTE3Y iMifiazo[1,5-a]nipuMiguHiB HIISIXOM
IIMKJIi3aLii OTpUMaHUX in situ S5-amiHoiMifa30siB 3 pisHMMU ManloHAjaNbAerinaMu abo 1,3-nukeToHaMu. JJocigkeHo
CUHTETHYHI MEXi Liiel peakuil B 3aJIEXKHOCTI BiJl peareHTiB, yMOB PeaKllii, 0 AA€ MOKJIUBICTb LIMPOKOTO
BapiloOBaHHS 3aMiCHUKIB y MipUMiTHOBOMY LuKJIi. BusiBneno HoBe C-N /C-C-neperpymnyBaHHs iMifaso[1,5-
aJnipuminuny B 3H-iminazo[4,5-b]nipuarHoBe sA1po, siKe POTiKae B KUCIOMY CEPeIOBuIL. 3alIpOIIOHOBAHO
BipOTigHNI MEXaHi3M MeperpynyBaHHs. 3Ai1ICHEHO 3yCTPIYHMI CUHTE3 OTPUMAHUX CIIOJIYK. BUB4eHO
KapOoHiNoBaHHs 6-6pomiminazo[l,2-anipumiauny i 6-6pomiminaso[4,5-b]nipuanHy OKMCOM BYTJIELIO B
npucytHocrti [1,1'-6ic(audenindocdino)-depouen]|nuxnopnanagio (Pd(dppf)Cl2), mo npusesno 10 CUHTE3Y METU
imizaso[1,2-aJnipumiguH-6-kap6okcunary i Mmetun iminaso[4,5-b]nipuanH-6-kap6okcunary. CUHTE30BaHO BEJIMKUI
macuB iMifaso[l,5-a]nipuminuHis i imigazo[1,2-a]nipuMiguHiB, MO MiCTSITH K 3aMiCHUKY KapOOHOBI KUCJIOTHU B
Pi3HUX NOJIOKeHHSIX iMinaszo[1,5-a]nipuminuHiB i iMinaszo[1,2-a]nipuminuHis i sKi MOXYTb 6yTH BUKOPUCTAHI 17151
CTBOPEHHSI HOBUX JIIKapChKUX ITperapaTiB. BCTaHOBIEHO MOKJIMBICTb CEJIEKTUBHOTO BiIHOBIEHHS €Tl iMifazo[1,5-
a|nipuminun-3-kapbokcuaary i imigaso[l,2-a]nipumiguH-6-kapbokcunary BogHem Hag Pd /C, mo npuBoguTh 10
1,2-purinponoxingHux imigazo[l,5-a]nipumMiguHis i iminaszo[1,2-a]nipuminuHis.

Pedepar aHI1iliCbKOIO:

As a result of the performed research, a convenient way of synthesis of imidazo[1,5-a]pyrimidines by cyclization of
in situ obtained 5-aminoimidazoles with various malondialdehydes or 1,3-diketones was developed. The synthetic
limits of this reaction depending on the reagents and reaction conditions were studied, which makes it possible to
widely vary the substituents in the pyrimidine cycle. A new C-N/C-C rearrangement of imidazo[1,5-a]pyrimidine
into 3H-imidazo[4,5-b]pyridine core, which occurs in an acidic medium, was revealed. A probable mechanism of
rearrangement is proposed. Counter synthesis of the obtained compounds was carried out. The carbonylation of
6-bromoimidazo[1,2-a]pyrimidine and 6-bromoimidazo[4,5-b]pyridine with carbon monoxide in the presence of
[1,1'-bis(diphenylphosphino)ferrocene]dichloropalladium (Pd(dppf)CI2), which led to the synthesis of methyl
imidazo[1,2-a] pyrimidine-6-carboxylate and methyl imidazo[4,5-b]pyridine-6-carboxylate. A large array of
imidazo[1,5-a]pyrimidines and imidazo[1,2-a]pyrimidines containing carboxylic acid substituents in various
positions of imidazo[1,5-a]pyrimidines and imidazo[1,2-a] was synthesized pyrimidines and which can be used to
create new drugs.

Ingexc YIK: 547, 547.78'83'859+547-32
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VIII. HaykoBa (HayKoBo-TexHiuHa) npoaykuist (HTII)

Ha3zsa HTII yKpaiHCBKOIO: 3aranbHuil Mifixi/| 10 CUHTE3y pi3HO3aMileHuX iMifaso[1,5-a]nipuminunHis i
iMizaso[1,2-a|nipumiguHiB MIIXOM IMKIi3alii amiHoiMifgazoiB 3 1,3-auenexrpodinamu. 3araabHuN Oiaxin o
cuHTe3y MeTu iminaso[l,2-a]nipuminua-6-kKapbokcunary i meTus iMinaso[4,5-b]nipugun-6-kap6okcunaty

HIJISIXOM KapOOHiMI0OBaHHS BiAMOBIIHMX OpPOM MOXiTHUX.

HasBa HTII aHr1ificbKO0: General approach to the synthesis of variously substituted imidazo[1,5-
a]pyrimidines and imidazo[1,2-a]pyrimidines by cyclization of aminoimidazoles with 1,3-dielectrophiles. General
approach to the synthesis of methyl imidazo[1,2-a]pyrimidine-6-carboxylate and methyl imidazo[4,5-b]pyridine-6-
carboxylate by carbonylation of the corresponding bromo derivatives.

HTII, axy nepenba4asiocsi CTBOPHUTH:

IIpuunnn, yepe3s saki HTII He Oysi0 cTBOpeHO:

OTpHMaHi P€3yJIbTAaTH: MeToau, TEOPii

l'asy3s 3aCTOCYBaHHS: JloCimKeHHs i eKCIIepUMEHTaIbHI pO3pOGKY y chepi IPUPOIHIYNX i TEXHIYHUX HayK
PeecTpanifiHuil HOMep KapTKH T€XHOJIOT1ii:

Omnuc HTII: IMpoexkr cipamoBanumii Ha BupimeHHs GpyHIaMeHTaNIbHOI IPOGIEMHU, MTOB'I3aHOI 3 PO3POOKOI0 HOBUX
METOAIB CMHTE3Y MOXiTHUX iMiIa30MipMMIINHIB Ta Ofep;KaHHAM HOBUX MaTepiasliB i3 KOpDUCHUMU BIACTUBOCTAMMU.
KopucHicTs 110B's13aHa B IEPIIY YEPTy 3 TUM, 1O MOXIiHI iMiZa30mipuMiMHIB 3HaX0ATh MIUPOKE 3aCTOCYBAHHS Y
MEeAMYHIN NpaKTULj K JlikapchKi mpenapaTu. [IpoeKT NnoB's3aHuil 3 po3poOKOI0 HOBUX METOIiB CUHTE3Y
pisHO3aMileHnX NoxigHUX iMigaso[l,5-a]nipuminuHis i imigaso[1,2-a]nipuminnHiB, a TakoX QyHKLiOHAMI3ALIE0 LIUX
MOXiAHMX 3 BUKOPUCTAHHSIM peakiii nanafiii-karanizoBaHoro KapOooHiIIOBaHHS 6pOM MOXiIHUX
iMifazonipuminuHiB. 3anpPONOHOBAHO 3arajbHM MiAXiA 70 CUHTe3y NoXiAHUX iMinaso[l,5-a]nipuminuHis i
iMizaso[1,2-a]nipuMinguHiB, 3aCHOBaHMI Ha KMCJIOTHO-KaTali30BaHiil reTepoLuKIiisalii noxigHux amiHoiMinazosis.
JOCHiIKEHO CUHTETUYHI MEXi LIMX PEaKLill y 3aJIe;KHOCTI Bifl peareHTiB, yMOB peaxliii, 110 Ja€ MOXKJIMBICTb
IIMPOKOTO BapiloBaHHS 3aMiCHUKIB. Busisneno HoBe C-N /C-C-nieperpynyBaHHs imifazo[l,5-a]nipumiguny B 3H-
iminazo[4,5-b]nipunuHoBe g4po, sIKe NPOTIKa€e B KUCJIOMY CE€pPelOBUIIi. 3allpOIIOHOBAHO BipOTiIHUI MeXaHi3M

IeperpynyBaHHA.

ConiannbHO-eKOHOMIuHA cripsimoBaHicTh HTII: TepcriektuBHi pevoBUHM 1171 CTBOPEHHS HOBMX

JIIKapChKUX IIpenaparis
Bnyins HTII Ha moBKiJjLs:
Bnposaaskennss HTII: He snposamxeno
ITpakTuyHa peasnisaniss HTTI
IToyaToK eTamy: 01.2024
3akiH4YeHHs eTamy: 12.2024
Cno>kuBayi npo,uyKuii': IHcTUTYT (Pi3uKo-opraHivHoi xiMii i Byryieximii im. JL.M.JIutBunenka HAH Vkpainu
IlepcneKTHBHI PHHKH: He BU3HA4Y€eHO
XapakTep cniBpOOIiTHHIITBA 3 iIHBECTOPOM
IToTpiOHUI 00CAT iHBECTHILiH, THC. TPH.:
IIpaBa, 0 HaAAIOTHCS iHBECTOPY MiCJIsA 3aBEPLIEHHs POOOTH:

HasaBHicTb 6i3HecC-IJIaHY:



TexHiKO-€eKOHOMiYHe OOrpyHTYBaHHSI:
IToTeHniaILHUE 0OCAT IIPOAAKY, THC. TPH..
OuiKkyBaHHI TepMiH OKYIHOCTI (POKiB):

JopaTkoBa iHdpopmanist:
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