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Pedepar:

1. B paMKax 11pbOro JOCJiIyKeHHs 0yJI0 0OpaHO CTPATEril0 CUHTE3Y 6i0JI0riYHO aKTUBHUX F€TEPOLMKIIIYHUX CIIOJYK,
BiZIOMY B JIiTepatypi sIKk «CUHTE3, OpieHTOBaHUI Ha pisHOMaHiTTs» (“diversity-oriented synthesis”, DOS). CriibHUM
CTPYKTYpPHUM (PparMeHTOM HOBUX CIIOJIYK, OTPMMaHUX B AucepTaliiiHiil po6orTi € 1,2,4-TpuasuH. [ToyatkoBum
€TaIlloM CHHTEe3Yy HOBUX CyOCTpaTiB CTa/IU peakllii HykieodisbHOro 3aMillleHHS ajKiJIMEPKalTO-TPYIU B 3-My
II0JIOKEHHI 1,2,4-Tpra3nHOBOro LMKIy. PeareHTaMu [Jist JaHOTO TUITYy PEAKLii CTa/IM TifpasuH Ta 3-
MeTuIMepKarTo-1,2,4-Tpra3nH-5-0Hu. Pi3HOMaHITTs Cy6CTPaTiB CTBOPIOBAJIOCH 32 PaXyHOK HasIBHOCTI pi3HUX
AJIKIJIbKUX Ta AQpUJIbHUX 3aMiCHHUKIB y 6-My I10JI0’K€HHSI BUXigHUX 1,2,4-Tpra3uH-5-0HiB. TakoX pi3HOMaHITTs
IIPOJYKTIB 3a6€3Me4yBasocs HasiBHICTIO 4-NaMiHOIpynu B MOJIEKyJIi 1,2,4-Tpra3uHy (IpOAYKTH e3aMiHyBaHHS
BUXiIHUX CITOJIYK). Takum YuHOM 6yJ10 ofiepskaHo 6i6sioTeKy 3-rigpasuHin-1,2,4-Tpua3nH-5-0HiB, gKi Hagasi 6yy10

BHMKOPHCTAHO SIK CTAPTOBI PEYOBUHM B PeaKLisx reTepolukIizalii Ta KoHgeHcalii 3 yrBopeHHsIM ocHOB [lndda.



Takox B 9KOCTi HyKJI1€0oiIbHUX areHTiB [ peakuii 3amileHnHs B sapi 1,2,4-TpuasuHy 0yJs10 BAKOPUCTaHO
anidaTnyHi Ta apoMaTUYHi aMiHU. YMOBU IUX IIepeTBOPEHb OyJIM peTesIbHO onTuMizoBaHi. Kisbka HalimpocTimux
IIpeJCTaBHUKIB OTPUMAHUX CIIOJYK OyJIY IiAaHi JOCIiIPKEHHIO Ha HasIBHICTb IPOTUCYIOMHOI akTUBHOCTI. Cepen
TaKUX CIOJIYK MOXKHA BUMUJIMTY IPOLYKTU 3aMillleHHs 3- aJIKiIMepKaNTo Ipynu MOp¢OIiHOM, MpoJiAuHOM Ta
ninepugrHOM. Jlesiki 3 JOCJIiIPKeNX CIOJYK MPOJEMOHCTPYBaIX IIPOTUCYJOMHY aKTHMBHICTb Ta CEIaTUBUHI €(EKT B
JIocilizax Ha TBapuHax. JIOriYHUM NPOJOBKEHHSM Lii€l YaCTUHU NOCIII)KEHHS CTaB CUHTE3 IIPOAYKTIB B3a€MOJIii
BUXiIHUX 3-asKinTio-1,2,4-Tprua3nH5-0HiIB 3 JessKUMU TpUNTaMmiHaMu Ta 2-deHinetTunaminamu. Bysno oTpumano

BEJIUKY KiJIbKiCTb IIPOJYKTiB HYKJI€OMiIbHOrO 3aMillleHHS B MOJIEKyJIax 1,2,4-Tpua3vHiB.

2. As part of this study, a strategy for the synthesis of biologically active heterocyclic compounds, known in the
literature as "diversity-oriented synthesis" ("DOS"), was chosen. The common structural fragment of the new
compounds obtained in the dissertation work is 1,2,4-triazine. Reactions of nucleophilic substitution of the
alkylmercapto group in the 3rd position of the 1,2,4-triazine cycle became the initial stage of the synthesis of new
substrates. The reagents for this type of reaction were hydrazine and 3-methylmercapto-1,2,4-triazin-5-one. The
variety of substrates was created due to the presence of various alkyl and aryl solvents in the 6th position of the
starting 1,2,4-triazin-5-ones. The diversity of the product is also provided by the presence of the 4-N-amino group
in the 1,2,4-triazine molecule (deamination products of the original compounds). In this way, a library of 3-
hydrazinyl-1,2,4-triazin-5-ones was obtained, which were also used as starting materials in heterocyclization and
condensation reactions with Schiff-based formation. Aliphatic and aromatic amines were also used as nucleophilic
agents for the substitution reaction in the 1,2,4-triazine nucleus. The conditions of these transformations were
optimized again. Several of the simplest representatives of the obtained compounds were tested for anticonvulsant
activity. Among such compounds, the products of substitution of the 3-alkyl mercapto group with morpholine,
pyrrolidine and piperidine can be distinguished. Some of the studied compounds have demonstrated
anticonvulsant activity and sedative effects in animal studies. The logical continuation of this part of the research
was the synthesis of the reaction products of the original 3-alkylthio-1,2,4-triazin-5-ones with some tryptamines
and 2-phenylethylamines. A large number of products of nucleophilic substitution in 1,2,4-triazine molecules was
obtained.
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