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Abstract. The synthesis of thiazolo [5,4-a] acridines and acridin9(10H)-ones by cyclisation of 
anthranilic acids is described. NMR (specially tH NMR) was used to ascertain their ‘bent’ structure. 

There is a considerable interest in acridines fused with five-membered heterocyclic 
compounds. In particular when the heterocycle is a thiazole ring, the resulting structures are related to 
benzothiazoles used as chemotherapeutic agents l. Recently, Taraporewalaz described two such 
systems, 1 and 2, obtained by cyclisation of the corresponding anthranilic acids using PPA. 

1. [5,4-b] series 2. [4,5-b] series 

We report here the synthesis of the [.5,4-a] isomers obtained also from anthranilic acids but 
with sulfuric acid or phosphorus oxychloride as cyclizing agents : 

I 

5 4 fi 3 

R I W34 

a H 
b CH, 
e C2H5 
d Cl 
e NH2 

0 sdR & N 

N 
c 

A 
6 

6709 



6710 

According to this scheme the following compounds were prepared and fully characterized 
(m.p. in OC; yield) : 3a (210; 31 %), 3b (>300; 35 %)7, 3c (172; 44 %), 3d (2300; 33 %), 3e 
(>300; 35 %), 4a (>3OU; 83 %), 4d f>300; 88 %), 4e (>300; 79 %), Se f>300, 39 %), 6a (>3OQ 
94 %), 6b f>300; 95 %)7, 6c (>300,94 %), Id (>3OO; 81 %), 6e (>300; 87 %). 

That the tetracycles are ‘bent’, & belong to the [5,4-a] series and are not ‘linear’ ([4,5-b] 
series 2), was established by NMR, both tH and t3C 6. For instance, for compound 6b (Zmethyl- 
~i~~oac~n-9( lag-one) * : 

-7.8 (ml _9.0 orl 7.75 Cd) 

J45 = 9.0; Js9 = 6.0; Js10 = 1.0 

J97 = 1.8; J910 = 8.0 

The assignment was made using bidirnensional techniques (tH-lH and tH-t3C). Protons 4 
and 5 present an AB system without any other couplings, characteristic of the ‘bent’ tetracycle. When 
the central six-membered ring is formed last, ‘bent’ isomers are usually obtained : pyrazolo [a] 
acridin-9( lOH)-ones 9 and 6H-imidazo [4,.5-c] phenothiazines lo. These results indicate that the 
‘linear’ st~ctu~s of T~a~rew~~ 2 are exceptional: either PPA plays an unexpl~n~ role on the 
reaction yields mixtures of isomers, the differences <arising from purification procedures. 
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