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As a  p a r t  of con tmuing  s tudy of bridgehead nr t rogen  he te rocyc les ,  a  s e r i e s  

of ring-fused perlmidine de r i va t i ve s  were syn the s~eed .  Th'e syn the t i c  r e a c t i o c s  

were performed s t a r t i n g  from 2-mercaptoperimldine ( I a ) ,  whxch was obtained from 

1,8-diaminonaphthalene by t r e a t i n g  with carbon d r su l f i de  under t h e  a c t i o n  of 

a l ka l i 1 ) .  ~ ~ c l o c o n d e n s a t i o n  of I a  with some b i func t iona l  e l e c t r o p h i l e s ,  such 

a s  dimethyl acetylenedicarboxylate ,  e t hy l  ch loroace ta te ,  oxa ly l  ch lo r i de ,  n(,ul- 

dihaloalkanes o r  dihaloalkenes afforded t he  expected fused perimidine der iva-  

t i v e s  I I a - f .  Hydrolysis of I a  o r  i t s  S-metbylated d e r i v a t i v e  I b  with hydaeine 

hydrate  gave another key in te rmedia te ,  2-hydrazlnoperimidine ( I c ) .  I c  was then 

condensed with some o r t hoes t e r s ,  beneoyl ch lor ide ,  carbon d i s u l f i d e  i n  a l ka l i ne  

so lu t i on  o r  d iaeo t ized  t o  t he  corresponding 1 ,2 ,4- t r i azo lo-  or  1 , 2 , 4 - t e t r a zo lo -  

(4,3-a)perimidines (IIIa-f) . 
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A prel iminary pharoacological  i nves t i ga t i on  on animals showed t h a t  a l l  syn- 

t h e t i c  products  possess  no c e n t r a l  nervous system depressant  e f f e c t s  i n  mice and 

no d i s t i n c t  hypotensive a c t i o n  i n  normotensive r a t s .  However, a t  a  p.0. dose of 

50 mg/kg, most compounds exhib i ted  the  moderate anorect ic  a c t i v i t y  i n  mice with 

t he  T/C values  of 31-85% i n  comparlsion wlth the  psychotonic s tandard ,  D-amphe- 

tamine (100%). 


