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Abst rac t  - Reaction of imines and 4 -chloioimines with 

6-hydroxylamino-l.3-dimethylpyrimidina-2,4-dione gives  

i S o x a Z 0 1 0 ~ 3 , 4 - d ~ a n d  p y r a z o l o r 3  ,4-dJpyrimidines 

r e spec t ive ly  i n  good y i e lds .  

The purine and pyrimidine nucle i  are present  i n  nuc le i c  ac ids ,  nucleot ides  and 

s e v e r a l  o the r  n a t u r a l l y  occurring b io logica l ly  a c t i v e  substances. Because of 

t h i s  purine and pyrimidine de r iva t ives  occupy a unique pos i t ion  of s ign i f i cance  

and the re  has been tremendous e f f o r t  t o  synthesize novel  he terocycles  having an 

annela ted  pyrimidine Several  approaches have been repor ted  to 

cons t ruc t  he terocycles  on C-5, C-6 double bond of s u b s t i t u t e d  u rac i l s4 .  I n  t h i s  

communication we describe a novel  and f a c i l e  method of synthes iz ing  isoxazolo- 

[3,4-d-7 and pyraeoloL-3,4-dlpyrimidines. 

5 6-Hydroxylamino-l,3-dimethylpyrimidine-2,4-dione 1 (1.71 g, 0.01 mol) .and 

imine (1.09 g, 0.01 mol) on s t i r r i n g  a t  room temperature f o r  3 h in absolu te  

a lcohol  (15-20 ml), on concentrat ion of t h e  react ion- mixture gave a s o l i d  

c r y s t a l l i z a b l e  from alcohol,'mp 205'C i n  63% yield. 'H-NMR (CDC13) 6 : 3.10 

(3H,s),  3.25 (3H.s), 6.45 (lH,q,furan H4), 7.50 (lH,d,furan H3), 7.95 (2H.d. 

furan  H ~ ) .  The mass spectrum of 2 showed molecular i on  a t  m/e 247. When 3 
was used the  same compound 2 was obtained which c l e a r l y  proved the e l iminat ion  

of amine p a r t  and w a s  f u r t h e r  confirmed by i s o l a t i n g  the  m i n e  from the mother 
6 l i q u o r s  ( t l c ) .  Use of  &-g gave 2 i n  7096 yield . 

I n  c o n t r a s t  when d -chloroimines were used the imine n i t rogen was involved i n  

the  pyrazolo r i n g  formation. When equimolar quant i t ies  of 1 and .* -chloroimine 

& i n  the presence of  dry t r ie thylamine  were refluxed i n  dry benzene f o r  2 h,  

a c r y s t a l l i n e  s o l i d  was obtained. This material  on pu r i f i ca t ion  and c r y s t a l l i -  



zation gave &,mp 208"C, i n  70% y ie ld .  'H-NIB (TFA) S : 2.75 (3H,s),  2.98 (3H,s) ,  

6.8-7.2 (10n.m). The mass spectrum of & showed molecular i on  a t  m/e 332. Simi- 

l a r l y  were obtained 2 - g  i n  good y i e lds .  
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Regarding the reac t ion  mechanism involved i n  these  t ransformations,  the r eac t ion  

appears t o  be t r iggered  by the a t t a c k  of e l eo t ron  r i c h  C-5 pos i t i on  onto the 

imine carbon followed by cycl l sa t ion .  However, f u r t h e r  work i s  i n  progress t o  

understand the  mechanism a s  wel l  as the scope of the react ion.  
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