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ANTITHROMBOTIC AGENTS : FROM RGD TO PEPTIDE MIMETICS BioM.
Iwao Ojima*, Subrata Chakravarty and Qing Dong ioMed. Chem. 1995, 3, 337
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This review covers the recent advances in the development of RGD peptides and their mimetics as potential
therapeutic drugs for thrombosis related to cardiovascular and cerebrovascular diseases.
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biological activity of 1-(2-azido-6-chloro-pyrid-4-yl)-3-
phenylurea, a photoaffinity labeling reagent for
cytokinin-binding proteins
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A 2-azidopyridine derivative was synthesised and its azido-tetrazole equilibrium was studied. It behaves as a cytokinin
active compound and it is easily photolysable. Thus it appears to be a good candidate as a photoaffinitu labeling
reagent for cytokinin-binding proteins, receptors in particular. A tritium-labeled derivative was synthesised.
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The chemical synthesis of 15-ketosterols | and 1l and their H
inhibitory activity on cholesteryl ester transfer protein are

described. "
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Succinimide Derivatives as Potential Mechanism-Based
Inhibitors of Human Leukocyte Elastase, Cathepsin G and Proteinase 3.
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MELIAVOLKENIN, A NEW BIOACTIVE TRITERPENOID

FROM MELIA VOLKENSII (MELIACEAE)
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Meliavolkenin (1), a new triterpene with an apotirucallane skeleton,

has been isolated from the root bark of Melia volkensii (Meliaceae)

by bioactivity-directed fractionation using the brine shrimp 3
lethality test. The structure has been elucidated using spectral and « 22"y’
chemical data. 1 was bioactive in the brine shrimp lethality test and
gave moderate cytotoxicities against three human solid tumor lines. ¥ >3~ 7 1

An Alernate Synthesis of the Tat-Antagonist BioMed. Chem. 1995, 3, 391

7-Chloro-N-methyl-5-(1H-pyrrol-2-yl)-3H-1,4-benzodiazepin-2-amine
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Abestract: 7-Chloro-N-methyl-5-(LH-pyrrol-2-yl)-3H-1,4-benzodiazepin-2-amine (7), inhibits
gene expression by HIV-1 at the level of transcriptional trans-activation by Tat and was
synthesized. The related 13-chloro-5,5-difluoro-9-(methylamino)-5H-pyrolof1',2":3,4)-1,3,6,2-
oxadiazabora[6,5-d)-8H-1,4-benzodiazepin-7-ium bydroxide inner salt (13) does not
significantly inhibit Tat-mediated gene expression by HIV-1.
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SYNTHESIS AND CONFORMATIONAL ANALYSIS OF :

PYRIMIDINE NUCLEOSIDE ANALOGUES WITH A RIGID SUGAR MOIETY
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HYDROXYLAMINE ANALOGS OF 2,6 DI-t-BUTYLPHENOLS: BioMed. Chem. 1995, 3, 403
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The aration of hydroxylamine analogs of 2,6-di-tert-
butylphenols P) and the inhibition of cyclooxygenase (CO) and
5-lipoxygenase (5-LO) by these compounds is discussed.




Conformational Changes of Small Molecules Binding to Proteins BioMed. Chem. 1995, 3, 411
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Flexible molecules change their conformation upon binding to a protein.

Single crystal Protein-bound

On the Conformation of Phe78 of a Chromoprotein BioMed. Chem. 1995, 3, 429

Antibiotic, Neocarzinostatin
Seiichi Imajo, Masaji Ishiguro,* Toshiyuki Tanaka,t Masahiro
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A model of neocarzinostatin from NMR and X-ray crystallographic
data suggested a flexible conformation of the Phe78 residue in
solution.
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Structural Features Within Duplex DNA
James C. Norton, John H. Waggenspack, Elana Varnum, and David R. Corey, Howard Hughes Medical Institute,
Dept. of Pharmacology, Univ. of Texas Southwestern Medical Center, Dallas, TX 75235, USA.
Nuclease-SH + PNA-SH WA
Duplex DNA Selective Hydrolysis at Targeted Inverted Repeats

A convenient small scale PNA synthesis strategy has been developed and used to afford PNAs for attachment to
staphylococcal nuclease. Affinity cleavage reveals conjugates hybridize at inverted repeats within ds DNA
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FTIR Spectral Study of Intramolecular Hydrogen BioMed. Chem. 1995, 3, 459

Bonding in E-type of 15-Keto-prostaglandins in

Dilute CCl, Solution: Structure-Activity Relationships o
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On the basis of formation ratio of the intramolecular "° o

hydrogen bond in CCl,, we examined the structure-activity relationships of
the a- and w-side chains for prostaglandins.




