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The riw closure  of t he  6-subs t i tu ted  (2-pyridylaminomethy1ene)malonates (1 )  

leading t o  naphthyridines  (3)  and not t o  pyridopyrimidines (21, was explained by 

the s t e r i c  hindrance e f f e c t  of the  6-subs t i tuen t  of (1) [JACS 1948, '& 33481. 

Later i t  was shown t h a t  the  naphthyridines  (3 )  a r e  formed not d i r e c t l y  from (1) 

but from ( 2 )  [JCS Perk in  I ,  1977, 7891. I t  remained uncleared, whether the  

6-subst i tuents  of (1) exer t  any e f f e c t  on t he  oyc l iza t ion .  

(21 n=O (3) n=O 
(5) n = l  (6) n = l  

(11 n:O 
141 n = l  COOEt 

R=H, Me, COOEt, 4.6-diLle, 3-OH, 6-OH, 5-C1, 3.5-diC1, 3-NO2, 5-NO2, 6-NHAc 

The homologous 2-(2-pyridylminomethy1ene)succinates (4) by g iv ing  r i s e  t o  

pyridopyrimidines ( 5 )  and ps r idy lpyr ro l inones  ( I )  i n  competitive reac t ions .  

offered an opportunity t o  study the s t e r i c  e f f e c t  of  t h e  6 -  and 3-subst i tuents .  

CycliZatiOn of  (4) was e f fec ted  by heat in^ i n  Dowtherm A; by POCl -PPA; and 3 
by sodium ethoxide i n  ethanol.  Cycl ic  products  ( 5 ) ,  (6)  arid (7 )  a rose  i n  good 

overa l l  y ie lds .  The r a t i o  of t h e  products  depended on t h e  r e a c t i o n  condi t ions  

and on the  s u b s t i t u e n t  ( R ) .  I n  t he  thermal r i n g  closures,at 250 OC, p r a c t i c a l l y  

no s t e r i c  hindrance was observed. I n  t he  POC13-PPA r i n g  c losures ,  a t  110 OC, a  

pronounced s t e r i c  hindrance appeared. I n  sodium ethoxide, a t  25 O C ,  the  6- and 

7-subst i tuenta  f u l l y  i n h i b i t e d  t h e  formations of t he  r e spec t i ve  c y c l i c  products.  


