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1. CuHTe3 Ta mocigKeHHs 6i0J10rYHO aKTUBHUX MOXiTHUX 2-0KCO-4-TilpOKCUXiHOJiIHY

2. Synthesis and Research of the Biologically Active Derivatives of 2-oxo-4-hydroxyquinoline

Pedepar:

1. Inceprarist npucBsYeHa po3pooiii HOBOTO MEPCIEeKTUBHOIO HAyKOBOI'O HAIPSIMKY B cuHTe3i BAP Ha ocHOBI
NOXiIHMX XiHOJIiHY. 3alIpONIOHOBAHO OPUTiHANBHUI YHIBEPCAJIbHUI CIIOCIO Oflep>KaHHS 3-3aMillleHuX 2-0KCo-4-
NI pOKCUXIHOJIHIB, K11 3 YCIIIXOM BUKOPUCTAHO [JI CUHTE3Y 3-aJIKijl-, 3-alnJIaMiHONOXiHYX Ta BigIOBIZHUX
XiHOJIiH-3011TOBOI (IPOIiOHOBOI) KUCJIOT. 3a pO3p06IEHUMHU ITpENapaTUBHUMU METOAAMU TaKOK CUHTE30BaHO 3-
rerepui-, 3-6pom-1-R-2-okco-4-rigpokcuxinosiny, 1-R-2-okco-3,4-aurigpoxkcuxinoniny, 2-ankin(apuin)-5H-
0KCa30J10[4,5-C]xiHoiH-4-0HY, 2-R(-6-asnKin-3-okcomopdoiHo[5,6-c]xiHoniH-5-0HH, edipu Ta amigu 1-R-2-
OKCO-4-TiApOKCUXiHOJiH-3-KapOOHOBOI Ta 3-OLTOBOi KUCJIOT. PO3rJIIHYTO NIMOBIpHI MEXaHi3MM 3a3HAUYEHUX
XiMIYHUX IIepeTBOPEHb. EKCIIepUMEHTAIbHO LOBEAEHO Ta TEOPETUYHO OO PYHTOBAHO MOJKJIMBICTD 3iCHEHHS
KOHJeHcalii 3a Tunom JlukmaHa 6e3 yuyacTi OCHOBHUX KaTaji3aTopiB. BcTraHoBeHO, 110 XiMiuHa J1a6inbHICTD 3-
aMmiHo3aMileHuX 2-0KCO-4-TigPOKCUXIHOJIIHIB [T0B'A3aHa 3 IX IEPETBOPEHHSM I1if] BIZIMBOM CBITJIa y CUMETPUYHI
IVXiHOJiHY. ByZoBa ofep:kaHuX CIOJIYK MifTBepIyKeHa CyYaCHUMU METOJAaMHU iHCTPYMEHTaJIbHOTO aHai3y (B T. 4.

PEHTT€HOCTPYKTYPHOTO). 32 pe3yJibTaTaMU 6i0JIOTiYHMX BUTIPOOYBAHb BUSIBJIEHO CITOJIYKU 3 BUPAXKEHOIO



AQHTUTUPEOIIHOI0, TPOTUMIKPOOHOIO, MiCLI€BOAHECTE3YI0Y0I0, MEMOPAHOCTAb1/1i3yI04010, aHTUKOATYJISTHTHOIO T
dYHTiIMIHOIO aKTUBHICTIO. [ epCreKTHBHOrO TUpeocTaTuka "Tupeoxin" po3pobyeHo Ta BUIIPOOYBAHO B yMOBax

BMPOOHHUIITBA HOPMATUBHO-TEXHIUHY JJOKYMEHTAILi0

2. The thesis is devoted to the development of new promising scientific approach in the synthesis of BAS on the
basis of quinoline derivatives. An original universal method for obtaining 3-substituted 2-oxo-4-hydroxyquinolines
has been proposed. It has been successfully used for the synthesis of 3-alkyl-, 3-acylamino derivatives and the
corresponding quinolin-3-acetic (propionic) acids. By the preparative methods developed 3-heteryl-, 3-brom-1-R-
2-o0x0-4-hydroxyquinolines, 1-R-2-o0x0-3,4-dihydroxyquinolines, 2-alkyl(aryl)-5H-oxazolo[4,5-c]quinolin-4-ones,
esters and amides of 1-R-2-oxo0-4-hydroxyquinolin-3-carboxylic and 3-acetic acids have been also synthesized.
The possible mechanisms of the chemical changes given have been considered. The possibility of performing
condensation by Dickman type without involving the basic catalysts has been proven experimentally and
substantiated theoretically. It has been found that the chemical lability of 3-amino substituted 2-oxo-4-
hydroxyquinolines is connected with their transformation in symmetric diquinolines under the influence of UV-
radiation. The structure of the compounds obtained has been confirmed by the modern methods of instrumental
analysis (Including X-ray diffraction method). As a result of the biological studies the compounds with a marked
antithyroid, antimicrobial, local anesthetic, membrane-stabilizing, anticoagulant and fungicidal activity have been
revealed. The normative technical documentation for a promising thyreostatic "Thyreochine" has been elaborated
and tested in the conditions of the production
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