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The arylhydrazides  of 1 ,2 ,3 ,4 - t e trahydroacr id ine -9 -carboxy l i c  and 2 ,3 -pentamethy lene-  
quinol ine-4-carboxyl ic  acids were  obtained by the react ion of the hydrochlor ides  of  the 
acid chlor ides  of these  acids with ary lhydraz ines .  Their  propert ies  and biological  
activity were  Invest igated.  

Hydrazides  of i sonicot in ic  acid have been r e c o m m e n d e d  as valuable medic ina l  preparat ions  [2,3]. 
Analogs  of i sonicot in ic  acid hydrazide  in the quinoline and acridine s e r i e s  have been invest igated [4]. The 
hydraz ides  of  2 ,3 -po lymethy lenequino l ine -4 -carboxy l i c  acid are unknown. 

In the present  paper,  we descr ibe  the synthes i s  of arylhydrazides  of 1 ,2 ,3 ,4 - t e t rahydroacr id ine -9 -  
carboxyl ic  and 2 ,3 -pentamethylenequino l ine-4-carboxyl ic  acids via the s c h e m e  
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* See [1] for communicat ion  VIII. 

TABLE 1. Arylhydraz ides  of 2 , 3 - P o l y m e t h y l e n e q u i n o l i n e - 4 -  
carboxyl ic  Acids  (IV-XXVD 
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C6H5 
p-CHaC6H4 
p-BrC6H4 
o-BrC6H4 
nt-CIC6H4 
o-CIC6H4 
C6t-I5 
p-CHaC6H4 
o-CHaC6H4 
m-CHaC~H4 
p-ClC6H4 
m-C1C6H4 
o-CIC6H4 
p-BrC6H4 
o-BrC6H4 
C6H5 
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p-ClCsH4 
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p-BrC61-t4 
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Empirical form. 

I 

N. % 
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232--234 
205--207 
206--207 
209--210 
218--219 
216--217 
205--206 
197--198 
239--240 
206--207 ] 
225--226 
244--245 
212--213 
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214--2t5 
213--214 
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C2oHIsBrN30 
C~oH~sCINaO 
C2oHIsCINaO 
C2tH2,INaO 
C22H2aNaO 
C22H23NaO 
C22t-12aNaO 
C2~H~oCINaO 
C2,H~oCINa�9 
C21H~aCINaO 
C2,H2oBrN30 
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C2aH2sNaO 
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C~2H2~.CINaO 
C2~H~=B rN.~O 
C2~H2:B rNaO 

I 
Found calc. 

13,5 
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10,2 
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11,7 
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12,8 
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I 1,6 
11,7 
10,0 1 
10,3 
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11,4 ! 
11,7 
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11,0 
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10,6 
12,0 
12,0 
12,7 
12,2 
12,2 
12,2 
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11,5 
11,5 
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10,2 
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11,7 
11,7 
11,1 
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11,1 
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Yield, 
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5O 
30 
45 
40 
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8O 
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The a ry lhydraz ides  of 1 ,2 ,3 ,4 - t e t r ahydroac r id ine -9 -ca rboxy l i c  (IV-IX) and 2 ,3-pentamethylenequin-  
o l ine -4 -ca rboxy l i c  (X-XXVI) acids (Table 1) were  obtained by the reac t ion  of the hydrochlor ides  of the acid 
chlor ides  of 1 ,2 ,3 ,4- te t rahydroac  r i d ine -9 -ca rboxy l i c  (I), 2 ,3-pentamethylenequin o l ine-4-c  arboxyl ic  (II), and 
6 -me thy l -2 ,3 -pen tamethy lenequ ino l ine -4 -ca rboxy l i c  (III) acids,  p rev ious ly  desc r ibed  in [1,5], with a r y l -  
hydraz ines .  

The bes t  r e su l t s  we re  obtained when the reac t ion  was c a r r i e d  out in benzene with an acid chlor ide to 
a ry lhydraz ine  r a t io  of 1 : 1 in the p r e s ence  of t r i e thy lamine  as an acid-binding agent .  When the react ion is 
c a r r i e d  out in pyr idine and when excess  a ry lhydraz ine  is added, pronounced res in i f ica t ion  is observed,  
which hinders  isolat ion of the r e a c t i ~  product .  

Refluxing methyl  1 ,2 ,3 ,4 - t e t r ahyd roac r id ine -9 -ca rboxy la t e  with a ry lhydraz ines  in var ious  solvents  
(alcohol, benzene,  i soamyl  alcohol) did not give a ry lhydraz ides .  This  m a y  be explained by the lower  r e -  
act iv i ty  of the e s t e r  as c o m p a r e d  with the acid chlor ide .  

Ary lhydraz ides  IV-XXVI, which are  co lo r l e s s ,  c rys ta l l ine  subs tances  with high mel t ing  points,  have 
bas ic  c h a r a c t e r  and f o r m  hydrochlor ides .  

A pha rmaco log ica l  invest igat ion of IV-VI,  VIII-X,  XII-XVI, and XXIII-XXV was pe r fo rmed .*  These  
compounds have low toxici ty:  LDs0 for in t raper i tonea l  injection is 400-1500 m g / k g  and h igher .  Rather  
s t rongly  pronounced an t i cu ra re  act ivi ty  is  obse rved  only for XIII. Compounds XVI and XXIV display 
s y n e r g i s m  with diti l ine.  

E X P E R I M E N T A L  

Ary lhydraz ides  of 1 ,2 ,3 ,4 -Te t r ahydroac r id ine -9 -ca rboxy l i c  Acids (IV-IX). A 0.01-mole  sample  of 
the a ry lhydraz ine  was d isso lved  in a mix tu re  of 15 ml  of benzene and 4 ml  of t r i e thy lamine .  A total of 0.01 
mole  of the hydrochlor ide  of the acid chlor ide  of 1 ,2 ,3 ,4 - t e t r ahydroac r id ine -9 -ca rb0xy l i c  acid was added to 
the resu l t ing  so lu t ion ,  and the mix tu re  was heated  on a wa te r  bath  for  1 h. The resu l t ing  prec ip i ta te  was 
r e m o v e d  by f i l t ra t ion and washed with wa te r  and 10~c sodium carbonate  solution. 

Ary lhydraz ides  of 2 ,3 -Pen tamethy lenequ ino l ine -4-ca rboxyl ic  Acid (X-XXVIT. These  compounds were  
s i m i l a r l y  obtained. At the end of the reac t ion ,  the prec ip i ta ted  t r i e thy lamine  hydrochlor ide  was r emoved  
by f i l t ra t ion.  The benzene solution was washed with water ,  and a port ion of the ~ benzene was r emoved  by 
dis t i l la t ion.  The solution was cooled to give a c rys ta l l ine  prec ip i ta te  of reac t ion  product ,  which was worked 
up in the usual  m anne r .  
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