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It is known tha t 3-subst i tu ted derivatives of l , 2 - d i h y d r o - 3 H - l , 4 -
benzodiasepin-2-ones have the various pharmacological properties including the 
hypnosedative, anxiolytic, anticonvulsive, anorexigenic (decreasing the appetite), 
orexigenic (increasing the appetite) and other ones. Many of them are widely 
used in medical practice as drugs for treatment of anxiety, neurosis, epilepsy, 
regulators of appetite, sleep disorders and etc. The mechanism of their 
pharmacological action is mediated by the binding to GABA-A and CCK 
(cholecystokinin) receptors of CNS. 

However, there are insufficient data in literature on the pharmacological 
activity of 3-acyloxy derivatives of l,2-dihydro-3H-l,4-benzodiasepines. 

The purpose of the research is the study of structure - neuropharmacological 
properties relationship (sedative, anticonvulsive, anxiolytic) of new compounds 
of 3-acyloxy derivatives of l ,2-dihydro-3H-l,4-benzodiasepin-2-ones (l-8). 

The experiments were carried out on the nonlinear white rat males by weight 
of l80-200 g and on the nonlinear white mice by weight of l8-20 g. The 
experimental compounds were administrated intraperitoneally in the emulsion 
of Tween-80. The animals of control groups were administrated intraperitoneally 
with physiologic saline. The anxiolytic activity was studied by the method of the 
"Conflict situation"; the anticonvulsive activity - by the test of the antagonism 
with pentylenetetrasol; the sedative activity - by the method of "Open field". 

It was shown that the compounds tested (l-8) possessed the high anticonvulsive 
activity in the range of dozes 0.3 to 0.4 mg/kg, that is on the level of referent 
drug diazepam (0.4 mg/kg). By their anxiolytic activity the compounds (l,2,3) 
exceeded the values of control group of rats. Under the increase of the length of 
the compounds side chain their anxiolytic activity decreased from 2 to 3 times. 
There was observed no correlation between the anticonvulsive and anxiolytic 
activities in the experimental series. The compounds investigated have less sedative 
properties than nonsubstituted 3-hydroxibenzodiasepin. It was shown that 
compounds studied were low-toxic and their LD5o>600 mg/kg. 


