Latin American Journal of Pharmacy Regular article

(formerly Acta Farmacéutica Bonaerense)

Received: February 18, 2016
Revised version: August 31, 2016

Lat. Am. J. Pharm. 36 (1): 53-8 (2017) Accepted: September 1, 2016

Semisynthesis of Some Benzamide, Benzenesulfonamide, and Thioureido-

4,5-Dimethylthiophene Derivatives as a New Class of Antimicrobial Agents

Saleh I. ALQASOUMI!, Mostafa M. GHORAB!2*, Maged S. ABDEL-KADER?3#,
Magdy M. MUHARRAM? & Mansour S. ALSAID!

! Department of Pharmacognosy, College of Pharmacy, King Saud University, P.O. Box 2457,
Riyadh 11451, Kingdom of Saudi Arabia
2 Department of Drug Radiation Research, National Center for Radiation Research And Technology,
Atomic Energy, Authority, P.O.Box 29, Nasr City, Cairo, Egypt
3 Department of Pharmacognosy, College of Pharmacy, Prince Sattam Bin AbdulAziz University,
P.O. Box 173, Al-Kharj 11942, Kingdom of Saudi Arabia

5 Department of Microbiology, College of Science, Al-Azhar University, Nasr city, 11884, Cairo, Egypt

4 Department of Pharmacognosy, College of Pharmacy, Alexandria University, Alexandria 21215, Egypt

SUMMARY. The natural alkaloid 2-amino-I- phenylpropan-1-ol (1) was utilized in the synthesis of some
novel benzamides (2-5), benzenesulfonamides (6-8) and ethyl 2-(3-(1-hydroxy-1-phenylpropan-2-
yl)thioureido)-4,5-dimethylthiophene-3-carboxylate (9). The structures of the semisynthesized compounds
were proved by analytical and spectral data. The synthesized compounds were evaluated in vitro for an-
timicrobial activity against Escherichia coli ATCC 25922, Staphylococcus aureus ATCC 35501, Candida
albicans ATCC 14053 and Aspergillus niger ATCC 16404. Two compounds showed inhibitory effect
against C. albicans ATCC 14053: ethyl 2-(3-(1-hydroxy-1-phenylpropan-2-yl)thioureido)-4,5-dimethylthio-
phene-3-carboxylate (9) was the most active with MIC = 1.5 mg/mL followed by 4-bromo-N-(1-hydroxy-1-
phenylpropan-2-yl)benzenesulfonamide (8) with MIC = 3 mg/mL.

RESUMEN. El alcaloide natural 2-amino-I-fenilpropan-1-ol (1) fue utilizado en la sintesis de algunas nuevas
benzamidas (2-5), bencenosulfonamidas (6-8) y acetato de 2-(3-(1-hidroxi-1-fenilpropan-2-il) tioureido)-4,5-
dimetiltiofeno-3-carboxilato de metilo (9). Las estructuras de los compuestos semisintetizados se probaron me-
diante datos analiticos y espectrales. Los compuestos sintetizados se evaluaron in vitro para la actividad antimi-
crobiana contra Escherichia coli ATCC 25922, Staphylococcus aureus ATCC 35501, Candida albicans ATCC
14053 y Aspergillus niger ATCC 16404. Dos compuestos mostraron efecto inhibidor contra C. albicans ATCC
14053: el 2-(3-(1-hidroxi-1-fenilpropan-2-il) tioureido)-4,5-dimetiltiofeno-3-carboxilato de metilo (9) fue el mas
activo con MIC = 1,5 mg/mL, seguido de 4-bromo-N-(1-hidroxi bencenosulfonamida-1-fenilpropan-2-il) (8), con
MIC =3 mg/mL.

*

KEY WORDS: antimicrobial activity, benzamide, 1-norephedrine, sulfonamide, thioureido.

Author to whom correspondence should be addressed. E-mail: mmsghorab@yahoo.com

ISSN 0326 2383 (printed ed.)
ISSN 2362-3853 (on line ed.)

53





