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According to data of the World Health Organisation 1) tubercu-
losis is considered 10 be the most chronic communicable disease in the
world. The increasing resistance of Mycobacterium tuberculosis to
currently available therapy and the large number of epidemic infec-
tions due to Mycobacterium avium complex became important health
problems in several countrics. For these reasons research programs for
the discovery of new antimycobacterial drugs are under way In many
Isboratories.

The present work is the continuation of our studies on structure-
antimicrobial sctivity relationships among the 5-arylidens derivatives
of hydantoin [2, 3]. The synthesis and the primary screening towards
antimyeobacterial activity (4] of the new compounds are described.

For some of the investigaied derivatives the 91-100 % inhibition
of M. tuberculosis at concentrations equal or lower than 625 pg/ml
was obscrved. The strongest antimycobacterial effect was shown for
the compounds with the aromatic substituent in mefa and para posi-
tion of arylidene residue.

For each compound the octanol-water coefficient {logP com-
bined) and distribution coefficient (logD) were calculated with
PALLAS program.
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NOWE LIGANDY RECEPTOROW 5-HT,, Z OGRANICZONA
SWOBODA KONFORMACYJINA
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Olaedlenic  bioaktywnej konformaci NAN-190, antagonisty
postsynaptycznych receptordw 5:HTys, z wykorzystaniem jego
usztywnicnych analogéw (1] zachecito nas do rozszerzenia badas na
inne ligandy tych receptoréw. W wyniku wielostapowe] syntezy
otrzymane pigf usztywnionych analogéw znanych ligandéw
receptoréw 35-HTa z klasy arylopiperazyn posiadajacych w swojej
strukturze uklad amidowy. Usztywnione zwiazki, zawieraly w miejsce
labilnego mostka tetrametylenowego picrécien le de-dipodstawionego
cykloheksanu,
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Dla wszystkich nowych zwiazkéw okresiono ich powinowactwo do
receptordw  5-HTy. oraz o,. Przy pomocy réinych technik
modelowanin czasteczkowego przeprowadzeno analiz pordwnawcza
struktur labilnych i ich usziywnionych analogéw.
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