
SYNTHESES AN0 STEREOISOMERS OF 1-(1 ,3-DIOXOLAN-4-YLMETHYL)PIPERIOINOL DERIVATIVES 

3 (  And 4 )-acyloxy-1-(l,3-dioxolan-4-ylmethy1)piperidines ( I  and 11) and t h e i r  qua ternary  s a l t s  ( 

I 1 1  and IV )  were synthesized f o r  t h e  purpose o f  t e s t i n g  pharmacological  ac t i ons .  S t r uc tu res  of t h e  

quaternary  s a l t s  were assigned by means o f  nuc lear  magnetic resonance spectroscopy. 

Qua te rn i za t i on  of  I 1  (Rl=benzhydryl, 9-xanthenyl , benzyl , diphenylmethyl  , and 9 - f l uo reny l )  w i t h  me- 

t h y l  bromide caused the  f o rma t i on  o f  two epimers, IVa and IVe, i n  a lmost  same p ropo r t i ons .  T h i s  r e s u l t  

d i f f e r s  f rom t h e  r e p o r t s  i n  which q u a t e r n i z a t i o n  o f  1 ,4 -d isubs t i tu ted  p i p e r i d i n e s  occurs predominant ly  

w i t h  a x i a l  a t t ack  of a l k y l a t i n g  agent. I n  t h i s  experiment, we concluded t h a t  t h e  bu l ky  and f l e x i b l e  4- 

acy loxy  s u b s t i t u e n t  hav ing  a t  l e a s t  one phenyl group h i nde rs  a x i a l  a t t a c k  of  methyl  mo ie ty  t o  11, and 

hence format ion o f  e q u a t o r i a l  methyl  epimer increases.  

These quaternary  s a l t s  showed an a n t i -  c h o l i n e r g i c  ac t i on .  It was found t h a t  a x i a l  methl  epimers 

( IVa)  e x h i b i t e d  more i n t ense  a c t i v i t y  than equa to r i a l  ones ( IVe ) .  
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