
REACTIONS OF 1-SUBSTITUTED-1H-PYRAZOLO[.3,4-dlPYRIMIDINES lVITH ACTIVE 

METHYLENE COMPOUNDS AND KETONE IN THE PRESENCE OF SULFURIC ACID 

Transformation of 18-pyrazolo[3,4-dlpyrimidines into 1s-pyrazolo13,4-blpyridi- 

nes by the reactions of 1-methyl- (1a) and 1-phenyl-1~-pyrazoloCJ,4-dlpyrimidine 

(IIa) with active methylene compounds and ketone in the presence of sulfuric acid 

were reported. 

Thus, Ia reacted with malononitrile (1). ethyl acetoacetate (3), acetone (6). 

oyclopentanone (7), cyclohexanone (a), and acetophenone (9) in the presence of 

sulfuric acid to give 6-amino-l-methyl-1H-pyrazoloC3,4-blpyridine-5-carbonitrile 

(IIIa), ethyl 1,6-dimethyl-1~-pyrazoloC3,4-blpyridine-5-carboxylate (IIIC), 1,6- 

dimethyl-1H-pyrazolo[3,4-blpyridine (11If 1-methyl-1,5,6,7-tetrahydrocyclopenta- 

[elpyrazoloC3,4-blpyridine (IIIg), 1-methyl-5,6,7,8-tetrahydro-1~-pyrazolo[3,4-b1- 

quinoline (IIIh), and l-methy1-6-phenyl-lH-pyrazoloC3,4-blpyridine (IIIi), resp- 

ectively. Similarly, IIa reacted with 3, ethyl benzoylacetate (4), 6, 7 ,  8, and 

9 to give ethyl 6-methyl-l-phenyl-1H-pyrazolo~3,4-blpyridine-5-carboxglate (IVC), 

1 ,6-diphenyl-1H-pyrazolo[3 ,4-blpyridine (IVd), 6-methyl-1-phenyl-1H-pyrazolo[3,4- 

blpyridine (IVf , 1-phenyl-1,5,6,7-tetrahydrocyclopentaCelpyrazoloC3,4-blpyri- 
dine (IVg), 1-phenyl-5,6,7 $8-tetrahydro-1H-pyrazolo[3 4-blqunolne (IV~), and 

IVd, respectively. 

Same transformation has also developed in the reaction of 1-methyl- (1b) and 

l-phenyl-5-methyl-1H-pyrazolo[3,4-dlpyrimidinium iodide (11b) with active methy- 

lene compounds and ketone in n-butanol. 

Thus, Ib reacted with 1, 3, acetylacetone (5), 6, 7 ,  8, and 9 to form IIIa, 

IIIc, 5-acetyl-1,6-dimethyl-1H-pyrazolo~3,4-blpyridine (III~), IIIf, IIIg, IIIh, 

and IIIi, respectively. Similarly, the reaction of IIb with 1, 2, 3, 5, 6, 7, 8, 
and 9 gave 6-amino-l-phenyl-1H-pyrazolo[~,4-blpyridine-5-carbonitrile (IV~), ethyl 

6-amino-l-phenyl-1~-pyrazolo[3,4-b~pyridine-5-carbo~late (IV~), IVc, 5-acetyl- 

6-methyl-l-phenyl-1H-pyrazolo~3,4-blpyridine (We), IVf, IVg, IVh, and IVi, re- 

spectively. 


