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The azole C-r ibonucleosides synthesized i n  our laboratory have shown a broad spectrum o f  

chemotherapeutic a c t i v i t y .  Recent ly,  we have repor ted the po ten t  ant i tumor  a c t i v i t y  o f  2-8-0- 

ribofuranosylthiazole-4-carboxamide (1, t i a z o f u r i n )  [J .  Med. Chem., 25, 107 (1982 ) l .  Since 

then  add i t i ona l  i n  v i v o  ant i tumor data r e l a t e d  t o  t i a z o f u r i n  has been obtained. The 4-carbox- 

amidine, 5'-phosphate and 3 '  , 5 ' - cyc l  i c  phosphate analogs o f  t i a z o f u r i n  have now been 

synthesized f o r  b i o l o g i c a l  eva luat ion .  The selenium analog o f  t i a z o f u r i n ,  2-R-D-ribofuranosyl- 

selenazole-4-carboxamide (2) has w c e n t l y  been synthesized CJ. Med. Chem., 26, 445 (1983) l .  i n  

a d d i t i o n  t o  i t s  repo r ted  potent  ant i tumor a c t i v i t y ,  5 has a l s o  been found t o  e x h i b i t  broad 

spectrum a n t i v i r a l  a c t i v i t y  i n  v i t r o  aga ins t  both RNA and DNA v i ruses.  A new he te rocyc l i c  r i n g  

analog o f  t i a z o f u r i n ,  3-p-1-r i  bofuranosyl-1,2,4-oxadi azo le-5-carboxa i  de (2),  has recen t l y  been 

synthesized i n  our l abo ra to ry  by condensation of 2,5-anhydro-3,4,6-tri-&-benzoyl-k-allon- 

amidoxime (5) w i t h  methyl o x a l y l c h l o r i d e  fo l lowed by ammonolysis. The d e t a i l e d  syn the t i c  

s tud ies ,  s t r u c t u r e  a c t i v i t y  r e l a t i o n s h i p s  and the potent chemotherapeutic a c t i v i t y  e x h i b i t e d  by 

t h i s  c l ass  of novel C-r ibonucleosides (see tab le )  w i l l  be presented. 

Azole Subst i  t u e n t  B io log i ca l  A c t i v i t y  (*Under Eva lua t i on )  
Nucleoside A n t i v i r a l  Ant i  tumor Enzyme I n h i b i t i o n  

Th iazo le  

Th iazo le  
Th iazo le  
Th iazo le  
Selenazole 
Selenazole 
Oxadiazole 

4-Carboxami d i  ne 
5'-Phosphate 

3 ' , 5 ' -Cyc l i c  Phosphate 
4-Carboxami de 
5'-Phosphate 
4-Carboxamide 

S i g n i f i c a n t  

* 
S i g n i f i c a n t  * 
Potent  * 

* 

Potent  

Moderate 
S i g n i f i c a n t  
Moderate 
Potent  
S i g n i f i c a n t  * 

Guanine Ncu leot ide  
IMP Dehydrogenase 
Pur ine  Phosphoryl ase 
Guanine Nuc leot ide  

* 
Guanine Nuc leot ide  
Guanine Nuc leot ide  * 


