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A NEW HETROCYCLISATION BETWEEN MON3SUBSTITUTEDlVlIDINES AND O(-BRCFX) 

Q',p -UNSATURATED ESTERS AND KETONES 

C ,  LUU-WC, A ,  WSURA,and G. GELLON. 

Groupe daEtude e t  de Recherche du Medicament(G.E.R.M.), U.E.R.de Pharmacie 
de Grenoble,Laboratoire de Chimie Phamacie/38700-La Tronche,FRANCE. 

Among the synthes is  of pyrimidinones heterocyc les( l ) , (2 ) , (3 )  i n t e r e s t i n g  the medicinal  

chemistry f i e l d  we proposed recen t l y  a new synthesis of 4(3H) uyrimidinones (4), SchemeI. I n  

f u r t he r  experiments we observed t h a t  same condensation reactions w i t h  monosubstituted amidines 

lead t o  another heterocycles:  the 1,2,4,5-tetrasubstituted A-2-imidazolines 4 bu t  never t o  the 
N 

expected t r i s u b s t i t u t e d  pyrimidinones 2, SchemeI. 

3 
SoeEl 

A l l  products synthet ized are o r i g i n a l .  Y ie lds  o f  he terocyc l isa t ion  a re  f unc t i on  of s t e r i c  

hindrance a t  n i t r ogen  amino group of amidine. The cyc l i sa t i on  a re  f u l l  s te reospec i f i c  w i t h  

ketones, bu t  on ly  s tereose lec t ive  w i t h  es ters .  A11 structures are confirmed by n.m.r.,i.r.,mass 
1 

and m ic roana l y t i ca l  data.  Stereochemistry a t  carbon 4 and 5 a re  establ ished by H n.m.r. The 

coup l ing  constants(JH5-H4) a re  7Hz fo r  t rans  i s a e r s  and 12Hz f o r  c i s (5 ) , (6 ) .  Conformations 

around carbonyl groups were determined by A.S.I.S. e f fec t (7) ,  conf igura t ions  a t  n i t r ogen  are i n  

progress. 
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