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Tema guceprauii:
1. Baemopis noxigHux i30iH10510[2,1-a]xiHaz051iH-5-0HYy i3 gieHodinamu

2. Reaction of isoindolo[2,1-a]quinazolines with dienophiles

Pedepar:

1. Inceprariiiio NpUCBsY€HO B3aeMogii 6-MeTu-5,6-gurigpoizoingono[2,1-a]xiHasonin-5-0Hy i3 gieHodinamu npu
Pi3HMX CIIiBBiIHOLIEHHAX PEAreHTIB Ta B PiI3HUX YMOBaX. 3HANIEHO, IO B PE3YJIbTATi MOXKYTb YTBOPIOBATUCS afyKTU
pi3HOi 6yZOBU Ta CKany, a came: anaykTu Jinbca-Anbaepa, anykTy Mixaess, anykTu neperpynysanHss 1:1, 3mimaHi
apyktu Mixaesns ta Jinbca-Anpgepa 1:2. BinkpuTo HoBe nieperpynyBaHHs 7-a3a6eH30HOPOOPHEHOBOI CUCTEMH,
AHAaJIOTIB SIKOMY B XiMii reTepOLUKIIIYHUX CITOJIYK HEMAE. 3alIpOIIOHOBAHO Ta MiITBEPIKEHO MEXaHI3MU

IOCJIiIKyBaHUX ITlepeTBOpeHb. CUHTE30BaHi PEYOBUHMU € MOTEHLIHHNMU 6i0JI0TiYHO-aKTUBHUMHU CIIOJIyKaMHU.

2. The dissertation is devoted to the investigation of the reaction of the 6-methyl-5,6-dihydroisoindolo[2,1-

a]quinazoline-5-one with dienophiles under different conditions and reagent ratio. Assumption about the activity
of 6a and 11 positions of 10p-electron aromatic 6-methyl-5,6-dihydroisoindolo[2,1-a]quinazoline-5-one system in
the Diels-Alder reaction and Michael addition was confirmed experimentally. Annelation of quinazoline moiety to



isoindole system was revealed not to be almost influential on the attack direction of the dienophiles but to cause
subsequent unexpected transformation of the first-formed adducts. Novel rearrangement was discovered:
reaction of the 6-methyl-5,6-dihydroisoindolo[2,1-a]quinazoline-5-one with cyclic dienophiles having double bond
gave unexpected rearrangement adducts in the reagent ratio 1:1 under conditions of thermodynamic control. Their
structure was proved by the X-ray analysis. A mechanism of the rearrangement was proposed and confirmed.
Intermediates of the reaction were isolated under conditions of kinetic control. It was proven for the first time
that the formation of the rearrangement adducts goes through intermediate Diels-Alder adducts and goes
consecutively: endo-adduct -> exo-adduct -> rearrangement adduct. The products of the reaction of 6-methyl-
5,6-dihydroisoindolo[2,1-a]quinazolin-5-one with maleinimides in the ratio 1:2 under conditions of thermodynamic
control were adducts 1:2 in exo-configuration. Such novel heterocyclic system is the first example of stable
tricyclic 7-azabenzonorbornenes. Their structure was established by the X-ray analysis. A mechanism of their
formation was proposed and confirmed experimentally. The 6-methyl-5,6-dihydroisoindolo[2,1-a]quinazolin-5-
one was found to react with dimethyl acetylenecarboxylate in Michael addition manner. The obtained Michael
adduct was discovered to have moderate bactericidal activity.
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