Oxazole is a class of heterocyclic aromatic organic compound having oxygen and nitro-
gen at C-1 and C-3 position. Oxazole are aromatic but less than thiazoles. Oxazole s weakly

basic in nature.

Methods of Preparation

1. Robinson-Gabriel Synthesis : In this method 2-acylamino ketone reacts intramosecu-
larly followed by dehydration to give oxazole.
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nitrile with benzaldehyde to give 2,5-diphenyloxazole.
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3. From o Haloketones : o-Haloketones reacts with amides to give oxazoles.
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4. By 1,3-Dipolar addition (C-C bond formation) :
Nitriles undergoes 1,3-dipolar addition to form oxazole.

| fH .

g =g = L

H"&Nz g R R
Ketocarbene

Chemical Reactions of Oxazole :

1. Formation of quaternary salts : Oxazol
by alkyl halides into quaternary salts.
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3. Nucleophillic substitution reaction : Oxazole readily undergoes nucleophillic substi-
tution at C-2. For example, Oxazoles having a leaving group at the 2-position react

rapidly with nucleophiles to give displacement products.
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L Electrophillic substitution reaction :
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It takes place at C-5 but requires various activiing
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5, Comforth Rearrangement of 4-acyloxazoles : This is a thermal rearrangement reac-
tion in which the group attached to an acyl on 4-position and the gubstituent on 5-
position of an oxazole ring exchanges. For example :
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6. Oxidation : Oxidation of 4,5-diphenyloxazole with a equivalents of CAN g
and benzoic acid.

Ph N - E E
h /IL Me((I:IS;lH S ~N-C-H + Ph—COOH
Ph o H 2 ]m%—gle Benzoic acid

4,5-Diphenyloxazole
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7. Deprotonation : In presence of base oxazole gets deprotonated at C-2 and is accompa-

ined by ring opening and finally produces isonitrile.
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MEDICINAL USES OF OX‘AZOLE
Oxazole ring system is poorly present in nature. Some of the important naturally occuring
oxazole derivatives and their uses are as follows :
1. Sulfamoxol and sulfaquanol are two anti bacterial agents.

2 o
- Aleglitazar is developed for the treatment of type-Il diabeti is curr '
TII trials. P eties & is currently in phase

3. Ditazole is a platelet aggregation inhibitor.



