Synthesis of topical anesthetic Benzocaine

2- From p-nitrobenzoic acid
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Synthesis of antiarrythmic procainamidel

OZNOCOOH SoCl, ow—@—cocx

p-nitroobenzoic acid p-nitrobenzoyl chloride
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Procaine

4-amino-N-/2- (diethylamino)ethyl]benzamide




Synthesis of Anti- Emetic Metoclopramide

OCH, OCH,

/
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4-amino-5-chloro-2-
methoxybenzoic acid

OCH,4
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Continue,Synthesis of anti-emetic Metoclopramide
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Ac-HN CONHCH,CH,N(C,Hs), _HA
Cl
OCH;
H,N CONHCH,CH,N(C,H5),
Cl Metoclopramide

4-amino-5-chloro-N-(2- diethylaminoethyi)-2-
methoxybenzamide



Synthesis of o-aminobenzoic acid (Anthranilic
acid) derivatives

NSAID’s Anthranylic acid derivatives
- Mefenamic acid

- Flufenamic acid

- Meclofenamic acid

- Niflumic acid

Anthranilic acid derivatives

CF
COOH
N COOH
CH,

Flufenamic acid

3

Mefenamic acid
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N CooH
(\J; N
= CH;
N N Cl

Meclofenamic acid
Niflumic acid




Synthesis of Anthranilic acid derivatives

COOH
\

/ NH,
Anthranilic acid
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Ar
Anthranilic acid derivatives

COOH

Cu catayst

NH—Ar

Synthesis of Mefenamic acid
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Mefenamic acid



Action and use of Mefenamic acid

* Analgesic (for the pain of dysmenorhea) , fever reducing
,anti-inflammatory
* Synonyms: ponstan

Synthesis of Flufenamic acid
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Flufenamic acid



Action and use of Flufenamic acid

« Analgesic(for the pain of dysmenorhea) , fever reducing
,anti-inflammatory
« Synonym: Arlef



Drug Synthesis
Al sal (A plikay)

15. p-aminobenzenesulfonic acid derivatives:
Antibacterial Sulfonamides

General Structure Of antibacterial
Sulfonamides

NH,

SO,NH-Ar



Nomenclature

4-aminobenzenesulfonamide

(Sulfanilamide)
H

A

- S
‘ N\
H,N

N-[(4-aminophenyl)sulfonyl]lacetamide

(Sulfacetamide)

Nomenclature

4-Amino-N-(5-methylisoxazol-3-yl)-benzenesulfonamide

* (Sulfamethoxazole)

4-amino-N-(4-methylpyrimidin-2-yl) benzenesulfonamide

(Sulfamerazine)



Anti-bacterial action

» Sulfonamides inhibit bacterial growth (bactereostaic)

» P-aminobenzenesulfonamide is structure analogue

of p- aminobenzoic acid

» This results in the formation of false folic acid in bacteria

NH,
NH,

COOH
SO,NH,

4-aminobenzenesulfonamide 4-aminobenzoic acid

Anti-bacterial action

Synergistic

Sulfonamides Trimethoprim
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Classification

Subdivided into:
-Short- lasting: sulfadiazine, sulfamerazine, sulfisoxazole
- Moderate —lasting: sulfamethoxazole, sulfapyridine

- Long-lasting: sulfadoxine

Classification f

According to their use:
-Systemic sulfonamides: sulfamethoxazol..

- Local sulfonamides in gastro-intestinal tract: sulfasalazine..
for Ulcerocolitis

-Ophthalmic sulfonamides: sulfacetamide

- Vaginal sulfonamides: sulfabenzamide, sulfathiazol,
sulfacetamide ...

- For burn therapy: silver sulfadiazine, maphenid



General Method Of Synthesis

NHCOCH,
NHCOCH,
© acetic anhxgrlde @ chlorosulfonatlon @
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sulfonyl chloride
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sulfonamide

Synthesis Of Sulfadiazine
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4-amino-N-pyrimidin- 2-yl-benzenesulfonamide




Synthesis Of Sulfacetamide
NH, NH,

CH;CONH,

SO.Cl SO,NHCOCH;

Synthesis Of Sulfacetamide
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