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PYRAZINOLS AND PYRAZINETHIOLS A S  ACYL CARRIERS 

A. Ohta ,  M. S h i m a z a k i ,  M. I noue  and  Y .  I nagawa  

Tokyo C o l l e g e  o f  Pharmacy, H a c h i o j i ,  Tokyo 192 -03  

2-Acyloxy-3,6-dialkylpyrazines, d e r i v e d  from amino  a c i d s  v i a  p y r a z i n o l s ,  we re  

f o u n d  t o  be c o n v e n i e n t  a c y l a t i n g  r e a g e n t s  f o r  amines. On t h e  o t h e r  hand,  3 , 6 - d i -  

a l k y l - 2 - p y r a z i n e t h i o l  e s t e r s  w e r e  so u n s t a b l e  t h a t  t h e y  c o u l d  n o t  be o b t a i n e d  i n  

p u r e  f o r m s .  A c c o r d i n g l y ,  a  c o n v e n i e n t  a c y l a t i o n  me thod  was i n v e n t e d ,  i n  w h i c h  t h e  

p r e p a r a t i o n  o f  p y r a z i n e t h i o l  e s t e r s  and t h e  a c y l a t i o n  o f  am ines  and  h y d r o x y  

compounds u s i n g  t h e  p y r a z i n e t h i o l  e s t e r s  w e r e  c a r r i e d  o u t  c o n t i n u o u s l y  i n  one p o t .  

A  one p o t  r e a c t i o n  sys tem,  i n  w h i c h  sod ium p y r a z i n e t h i o l a t e s  we re  t r e a t e d  

s u c c e s s i v e l y  w i t h  p h o s p h o r y l  c h l o r i d e  and  c a r b o x y l i c  a c i d s ,  a c t i v a t e d  c a r b o x y l i c  

a c i d s ,  and  t h e  a d d i t i o n  o f  am ines  and  h y d r o x y  compounds t o  t h i s  s y s t e m  a f f o r d e d  

t h e  am ides  and  e s t e r s  i n  good y i e l d s .  The r e a c t i o n  o f  c a r b o x y l i c - p h o s p h o r i c  

a n h y d r i d e s  w i t h  p y r a z i n o l s  gave  a c y l o x y p y r a z i n e s .  Namely ,  t h i s  s y s t e m  was a l s o  

a v a i l a b l e  f o r  a c y l a t i o n  o f  am ines .  
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