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SYNTHESIS, MERCURATION
AND REACTIONS OF
1,3-BENZOXAZIN-4-ONE DERIVATIVES

This thesis is interested in the synthesis of seme 2-styry-
{ 4H)-1,3-Benzaxazin-4-one derivatives and mercuration of same
of the obtained compounds and other similar compounds which may

have same biological activity .

The first part is intersted in the synthesis of different
derivatives via interaction of sali:cylamide with aromatic aldehydes
namely,m—chlorocbenzaldehyde and O-bromobenzaldhyde in thepresence

of acetic anhydride .

The mechanisms of this reactions firstlyi_nvolving acetylation
phenolic(OH) of salicylamide followed by nuclegphilic attacking by
lone pair of nitrogen atom yield the intermediate( 145) which in
the presence of acetic anhydride yields the corresponding carbanion
which in turn attacks the aromatic aldehyde furnished compounds
(146 a, 146b) ,2-(m-chlorostyryl)-(4H}-1 .3benzoxazin-4-one and 2-(0-
bromostyryl}-{4H)-1,3 - benzoxazin -&;-one .

study the behaviour of 2-substituted styryl-{4H)-1,3-benzoxazin -
-4-ones (146)towards hydrazines, hydroxylamine and benzylamine.

The reaction of{146b) with benzylamine in beiling ethanol gave
2-{ B-(2-bromophenyl)-B- benzylamino}vinyl-{4H}-1,3-benzoxazin-4-one
{147b)Via 1,4 addition without ring opening contrary to the behavior
of 3,l-benzoxazinones and chromones .

The reaction of{146ba,b) too with hydrazine hydrate give 2-
{B-aryl-B-hydrazino)ethylidene-{3H}-1,3-benzoxazine-4-ons{(148 a,b)
Via 1,4 addition .
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The comound(146b} was allowed to react with phenylhydrazine in
boiling ethanol Yielded 2-(B-{2-bromophenyl}-B-phenylhydrazino) ethyli=~
dene-({3H)-1,3-benzoxazin-4—one({150}Via 1,4-addition .

But the aim of study the behavior of compound {146b)} towards
hydroxylamine hydrochloride to know more precise information about
the mode of addition. Thus,reaction of(146b) with hydroxylamine
hydrochloride yielded 2-{B-{2-bromophenyl),~B-hydroxyzmino) ethylidine-
1,3-benzoxazin-4—one(151).

On the other hand cycle addition reation of 2-styryl-1,3-benzo-
xazin—-4-ones undergo cyclo addition reaction under Diels-Alder
conditions to give the corresponding Diels—Alder adducts .

The second part is intersted in the mercuration of sgme 2-styryl
-(4H)-1,3-benzoxazin-4-ones derivatives by using mercurating agent

such as mercuric acetate.

Mercuric acetate reacts with all of:2-{B-{m-nitrophenyl) styryl-

{4H}-1,3-benzoxazin-4{—one in methyl alchohol under refluxe to give(153)
{ mercury bis.},2—-(B-(P—chlorophenyl) -{4H)-1,3-benzoxazin-4—one under

the same conditions reacts with mercuric acetate to give mercurated

product{154) (monomercurated product) ¥ia addition reaction, 2-{B-(P-

dimethylaminophenyl)styryl-{4H)-1,3-benzoxazin-4—one to yield two

products {156)and{157).The reaction seems to proceed Via c-—c{Ar)

bond cleavage and 1,2 addition to the double bond,and 2-(p-(m,p,m-

trimethoxyphenyl)-styryl-({4H}-1,3-benzoxazin—-4-one gives rise to

substituted oxirani(155).The reaction may proceed via mercuration

by 1,2- addition followed by demercuration then cyclization .

Finally mercuratrd reactions for all of :-
2—-{B-{0O-bromophenyl)-p-hydrazino)} ethylidene-(3H)-1,3-benzoxazin-
f—one,2—-{B-{0- bromophenol)-B-phenylhydrazino)) ethylidine- (3H)-
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