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XVII.  BASIC AMIDES OF CARBALKOXY-OXANILIC 

ACIDS 

P .  A .  P e t y u n i n  a n d  G.  P .  P e t y u n i n  UDC 615.734.45 

The syn thes i s  of bas i c  amides  of c a rba lkoxy -oxan i l i c  ac ids ,  the i r  h y d r o c h l o r i d e s  and alkyl  halide 
complexes ,  has  been  c a r r i e d  out as  a deve lopment  f r o m  prev ious  inves t iga t ions  [1,2]. S tar t ing  amino -  
ca rboxy l i c  acid e s t e r s  (I) w e r e  obtained by known methods  [3]. By the in te rac t ion  of the l a t t e r  with m o n o -  
ethyl  oxalyl  ch lor ide ,  the e thyl  e s t e r s  of c a rba lkoxy -oxan i l i c  ac ids  (II; Table  1) w e r e  f o r m e d  in 67-97% 
yield.  
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Elec t roph i l i c  p r o p e r t i e s  of the e s t e r  g roups  in e s t e r s  (II) a r e  m o r e  s t rong ly  e x p r e s s e d  by the e th-  
oxalyl  r e s idue  (pKa C6H5NHCOCOOH 1.92 [4]) than by the g r o u p  bound to the benzene  r ing  (pKa NH2C6H 4- 
COOH 4.74-4 .95 [5]). Consequent ly  r e a c t i o n  with N ,N-d ia lky le thy lened iamine  takes  place with the f o r m e r  
group,  with the f o r m a t i o n  of N ,N-d i a lky l aminoe thy l amides  of ca rba lkoxy-oxan i l i c  ac ids  (III; Table 2). 
These  a re  c r y s t a l l i n e  subs t ances ,  bas ic  in c h a r a c t e r ,  which r ead i l y  f o r m  highly c ry s t a l l i ne  and wa te r  
soluble h y d r o c h l o r i d e s  and alkyl  halide complexes .  

Since the b io logica l  ac t iv i ty  of the sa l t s  of bas ic  amides  and e s t e r s  is l inked with the p r e s e n c e  of an 
i n t r a m o l e c u l a r  ion-dipole  in te rac t ion  [6], it s eemed  of i n t e r e s t  to extend this  concept  to the sa l t s  of amides  
(III) as well .  The IR abso rp t ion  s p e c t r a  in the r eg ion  of the amide  CO group  s t r e t ch ing  v ib ra t ion  in amide  
(III, R = CH 3, R '  = C2H 5, A = nothing), i ts hyd roch lo r ide  and methiodide  (1692, 1708; 1693, 1708; 1693, 
1708 em -i  r e spec t ive ly )  indicate  the absence  of any in t e rac t ion  be tween the a m m o n i u m  ca t ion  and ca rbony l  
in both the e s t e r  and amide  group.  

P h a r m a c o l o g i c a l  inves t iga t ions  showed that  the hyd roch lo r ide  and alkohal ide sa l t s  of amides  (III) 
p o s s e s s  weak chol inoly t ic  and hypotens ive  ac t iv i ty* .  

TABLE 1. Ca rba lkoxy-oxan i l i c  Acid Ethyl  E s t e r s  (II) 
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Nothing 

CH~ 
OCH2 

CHa 
C=H~ 

[1 C-Heart 7 
[so-Call 7 
n - C4H, 
iso~C4H 9 

C2Hs 
C~HB 

Mp (in ~ 
Yield recrystalli- 
(in %) zation sol- 

vent, etha- 
nod 

86,2 
92,8 
94,7 
96,7 
71,8 
83,7 
97 

69,8 
66,7 

88 
88--9 

141--3 
1,11--2 
120--1 
112--3 
115--6 

57,5--58.5 
110--1 

Found N 
(in %) 

5,74 
4,93 
5,84 
5,06 
5,17 
5,12 
4,96 
5,19 
4,85 

Empirical 
formula 

C*:H*aNO5 
CIaH15NO~ 
C12HlaNO~ 
C14H17N05 
C~HlvNO5 
C~sH19N05 
C15H19NO5 
C14Hl~N05 
CI~HI~NO~ 

Calculated 
N (in % 

5,58 
5,20 
5,58 
5,02 
5,02 
4,78 
4,78 
5,02 
4,75 

* The authors express their appreciation to Professor Yu. S. Grosman for carrying out the tests. 
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