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Nitrobenzocyclophosphamides as Potential Prodrugs for
Bioreductive Activation: Synthesis, Stability, Enzymatic Reduction, and Antiproliferative Activity in Cell
Culture
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A series of four nitrobenzocyclophosphamide analogues were synthesized and evaluated as O,N el K

substrates of E. coli nitroreductase and as potential prodrugs for bioreductive activation in N(CH,CH,Cl),
gene-directed enzyme prodrug therapy. X.Y=0orNH
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Inhibitors of Sorbitol Dehydrogenase with Oral Activity: 1-{4-[3R,55-Dimethyl-4-(4-methyl-[1,3,5]
triazin-2-yl)-piperazin-1-yl]-[1,3,5]triazin-2-yl}-(R) Ethanol
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We report here the design and synthesis of novel sorbitol dehydrogenase inhibitors with strategically N/:N>—N N _<N:\N
placed hydroxyalkyl groups onto triazine-piperazine-triazine back bones. \ ’\1 \N _/<
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Synthesis of N-Benzyl- and /N-Phenyl-2-amino-4,5-

dihydrothiazoles and Thioureas and Evaluation as Modulators of the Isoforms of Nitric Oxide Synthase
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QSAR Study of Dual Cyclooxygenase and 5-Lipoxygenase

Inhibitors 2,6-di-tert-Butylphenol Derivatives
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The QSAR study is analyzed quantifying the essential structural, electronic and Ry Rz Rs
physicochemical requirements for dual inhibition of both cyclooxygenase and C(CH), CICHJ,  CO-d-pyridyl
S-lipoxygenase enzymes by a set of 2,6-di-tert-butyl phenol derivatives. C(CH);  CICHy), O -phenyl
C{CH),  CH, CH,-phenyl
C(CH.), H CO-phenyl
3D-QSAR Analysis of Sialyltransferase Inhibitors Bioorg. Med. Chem. 11 (2003) 4217
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A 3D-QSAR model of sialyltransferase inhibitors using the CoOMFA (compara-
tive molecular field analysis) method was established.
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Design and Synthesis of Orally Active Benzamide Derivatives as Potent

Serotonin 4 Receptor Agonist
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A series of 4-amino-5-chloro-2-methoxy-N-(piperidin-4-ylmethyl)benzamide derivatives bearing /— Ar O
an aralkylamino, alkylamino, benzoyl or phenylsulfonyl group at its side chain part at the 1-position = —N —Ar
on the piperidine ring was synthesized. They were evaluated for serotonin 4 (5-HT,) receptor agonist \ Ar i
activity by testing their ability to contract the isolated guinea-pig ascending colon. R o
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L-phenylalanine Derivatives as VL.A-4 Antagonists

Akash Khandelwal,® Ramamurthi Narayanan® and Bulusu Gopalakrishnan®*

' o}
aDepartment of Molecular Modeling and Drug Design, Dr. Reddy’s Laboratories Ltd, R HQ]\
Discovery Research, Bollaram Road, Miyapur, Hyderabad 500 050, India % Y 'OH

bDiscovery Chemistry, Dr. Reddy’s Laboratories Ltd, Discovery Research, Bollaram Road, o)
Miyapur, Hyderabad 500 050, India @ OCH,4

Robust 3-D-QSAR CoMFA and CoMSIA models were generated using a training set of 25 title

compounds as VLA-4 antagonists and validated using a test set of 11 compounds. @
R
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Synthesis of Potent Ins(1,4,5)P; 5-Phosphatase Inhibitors by
Modification of myo-Inositol 1,3,4,6-Tetrakisphosphate
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Molecular Design of Multifunctional Antibacterial Agents
Against Methicillin Resistant Staphylococcus aureus (MRSA)
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Antibacterial activity of a series of alkyl gallates and protocatechuates against Gram-positive

bacteria, especially methicillin resistant Staphylococcus aureus (MRSA) strains was evaluated.

Dodecyl gallate was the most effective against MRSA ATCC 33591 strain with the minimum
bactericidal concentration of 25 pg/mL (74 pM). The time-kill curve study showed that
dodecyl gallate was bactericidal against this MRSA strain at any growth stage. The
bactericidal activity of medium-chain alkyl gallates was noted in combination with their
ability to disrupt the native membrane-associated function nonspecifically as surfactants

and to inhibit the respiratory electron transport.
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Halovirs A-E, New Antiviral Agents from a Marine-Derived
Fungus of the Genus Scytalidium
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Functionalized Amido Ketones: New Anticonvulsant Agents
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Evaluation of Copper Chelation Agents as Anti-Angiogenic

Therapy

Kevin Camphausen, Mary Sproull, Steve Tantama, Sandeep Sankineni, Tamalee Scott, Cynthia Ménard,
C. Norman Coleman and Martin W. Brechbiel*
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The design, synthesis and evaluation of N,N',N'-tris(2-pyridylmethyl)-cis,cis-1,3,5,-triaminocyclohexane (tachpyr)
derivatives as copper chelators for novel anti-angiogenic therapy performed in an in vitro endothelial cell pro-
liferation assay to assess their cytotoxicity and selectivity is reported.
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