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1. Cucrtemu Ha OCHOBI TPUMETUIICUJIIJITATIOTEHIIB 151 IPOBEEHHS T€TePOLMKIIi3alii

2. Systems based on trimethylsilyl halides for heterocyclization

Pedepar:

1. Incepraliito IpUCBSIYEHO PO3POOLi KOHAEHCYI0YMX CUCTEM Ha OCHOBI rajloreHCuaHiB. B xoli po60TH LOBEAEHO
epextuBHicTs TMSCI sk IpOMOTOpA 117151 CTBOPEHHSI KOMOGIHATOPHUX 616J1i0TeK N reTepoLUKIiYHUX [TOXiIHNX
HIJIIXOM KJIACUYHUX T€TEPOLMKIII3allii, O MPOXOIATh 3 €JIiMiHyBaHHIM MOJIEKYJ BOAU. CHHTE30BaHO
pi3HOMaHITHUII psif, NipUIONIPUMIANHIB, ¥ T.4. 6EH30- Ta FeTEPOKOHIEHCOBAHUX, 3 2 I pOKCUOEH30IIbHUM
3QIMIIKOM IIIXOM penukiidauii y cepenosuii TMSCl / IM®A 3 popmin-xpomoHis 3 1,3-CCN-6inykneodinamu.
[TokazaHo nepesaru 3actocyBaHHs TMSCl y peakuii ®pinjeHgepa nopiBHSIHO i3 KJIACUMYHUMU METOIMKAMHU, @ TaKOX
PO3p006JIEHO OJIHOKOJIO0BUI METO, CUHTE3y KOMOIHATOPHHUX 6i161i0TEK (PYHKIIOHAIiI30BaHUX AUTiAPO-TIiPUMiINHIB
K IPOAYKTiB LMKizauii bimkunesi, npomoroBanuilt TMSCL. 3actocysanns TMSCI B uuknokoHaeHcauii [Tikre -
[Inenriepa JO3BOJIMIIO 3aJIyYUTH Y 1[I0 PEAKLIIO K «KJIACUYHI» TPUIITAMIHMY, TaK i iX aHasI0ry, 10 3HaYHO

PO3LINPUIIO KOJIO BiIOMUX Ta AOCTYIIHUX CIIOJIYK FPYIIM TeTpariapo-o Kap6oJIiHiB.



2. The thesis is devoted to the establishment of condensing systems based on trimethylsilyl halides. The efficiency
of TMSCI as a promoter for the creation of combinatorial libraries of substituted N heterocycles was demonstrated
by classical heterocyclizations that take place with the formation of the C--N bond. By the quantum mechanical
calculations, it has been shown that the universality of TMSHal as condensing agents can be related to forming of
rather strong chemical adducts with diferent ligands corresponding to local minima of energy. By recyclization of
formylchromones under action of 1,3-CCN-binucleophiles (2-R-acetamides, 2 (R methyl)benzodiazoles and
imidazoles and 2-(R-methyl)-pyrimidine-4-one) in the medium of TMSCI] / DMF it was synthesized a large number
of pyridopyrimidines with 2 hydroxybenzoyl residue. An effective methodology for the preparation of 3-(2-
hydroxybenzoyl)quinolines and 7H chromeno[3,2-c]quinoline-7-ones of 3 formylchromones and a wide variety of
anilines using TMSCI as a promoter in the synthesis of Comba was developed. An efficient approach to the
synthesis of previously inaccessible 5 heteraryl-3 (2 hydroxybenzoyl)pyrroles and derivatives of 4-(2-
hydroxybenzoyl)-1H pyrrole-2 carboxylic acid from 3-formylchromones and hetarylmethylamines or derivatives of
glycine in the medium of TMSCI was studied. The advantages of using TMSCl in the Friedlander reaction in
comparison with classical methods are shown, namely: chemo-selectivity; the possibility of using methylene
components with low C-H acidity or with hindered reaction center; the absence of hydrolysis of ester or amide
substituents in the target quinoline; the possibility of 3-fluoro(chloro,bromo)quinolines’ obtaining; the suitability
for the synthesis of a wide collection of heteroanalogues of quinolines and 3 halogenoquinolinei on the basis of o-
amino-o keto-heterocyclic derivatives.
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