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Peptide Nucleic Acid—Metal Complex Conjugates: Facile

Modulation of PNA-DNA Duplex Stability
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Stability of duplexes of bis-picolylamine-PNA conjugates and DNA was found to be modulated by HN o ~l\/l © RO
equimolar concentrations of bioavailable metal ions: Ni’", Zn?>* > Cu?*. W )
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3D-QSAR Studies on Thieno[3,2-d]pyrimidines as Bioorg. Med. Chem. Lett. 13 (2003) 1403

Phosphodiesterase IV Inhibitors

Asit K. Chakraborti,* B. Gopalakrishnan, M. Elizabeth Sobhia and Alpeshkumar Malde

Department of Medicinal Chemistry, National Institute of Pharmaceutical Education and Research (NIPER),
Sector-67, S.A.S. Nagar-160 062, Punjab, India

The CoMFA and CoMSIA studies of thieno[3,2-d]pyrimidines is reported.

Peptoid Mimics of Agouti Related Protein Bioorg. Med. Chem. Lett. 13 (2003) 1409
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A peptoid antagonist of the human Melanocortin 4 Receptor 5 (ICso=1.9 uM) is reported. O O

/\,/N NH

Bioorg. Med. Chem. Lett. 13 (2003) 1415

Discovery and SAR of Novel [1,6]Naphthyridines as Potent

Inhibitors of Spleen Tyrosine Kinase (SYK)
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Identification of a Broad-Spectrum Azasordarin with Improved Bioorg. Med. Chem. Lett. 13 (2003) 1419

Pharmacokinetic Properties
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The synthesis and antifungal activity of novel azasordarin derivatives are described. 0

Design, Synthesis and Biological Activity of 3-Carboline-Based Bioorg. Med. Chem. Lett. 13 (2003) 1425

Type-5 Phosphodiesterase Inhibitors
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Design and Synthesis of S-(—)-2-[4-(napht-1-yl)piperazin-1-yljmethyl]- Bioors. Med. Chem. Lett. 13 (2003) 1429

1,4-dioxoperhydropyrrolo[1,2-a]pyrazine (CSP-2503) Using Computational Simulation. A 5-HT;, Receptor Agonist
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Leporin B: A Novel Hexokinase II Gene Inducing Agent from an Bioors. Med. Chem. Lett. 13 (2003) 1433

Unidentified Fungus

Chaowei Zhang, Liang Jin, Belinda Mondie, Scott S. Mitchell,* Arlindo L. Castelhano,
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The isolation, structural characterization, and biological activity of leporin B, a novel hexokinase II gene inducing agent,
is described.
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Novel Openers of Ca?"-Dependent Large-Conductance Bioorg. Med. Chem. Lett. 13 (2003) 1437

Potassium Channels: Symmetrical Pharmacophore and Electrophysiological Evaluation of Bisphenols
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Electrophysiological evaluation of bisphenols (2) as maxi-K channel openers is reported. ||Q1 \

2, Symmetrical bisphenols

3-Amino-4-sulfonylpyridinone Acetamide and Related Bioorg. Med. Chem. Lett. 13 (2003) 1441

Pyridothiadiazine Thrombin Inhibitors

Philip E. J. Sanderson,®* Kellie J. Cutrona,® Kelly L. Savage,® Adel M. Naylor-Olsen,? Denise J. Bickel,®
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We describe the design, synthesis, biological activity and a co-crystal structure of N H | =

4-sulfonylpyridinone and pyridothiadiazine thrombin inhibitors. H O N7 “NH
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High-Throughput Synthesis and Optimization of Thrombin Bioors. Med. Chem. Lett. 13 (2003) 1445

Inhibitors Via Urazole a-Addition and Michael Addition
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A novel a-addition of propiolates to urazoles followed by Michael addition of a variety of R oo

nucleophiles for rapid thrombin lead identification and optimization is reported. \o )\N %/\O
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Thrombin K; = 0.023-91 nM

Analogues of Dealanylalahopcin Are Inhibitors of Human HIF Bioorg. Med. Chem. Lett. 13 (2003) 1431

Prolyl Hydroxylases
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Synthesis and Evaluation of a Novel Series of Farnesyl Protein Bioorg. Med. Chem. Lett. 13 (2003) 1453

Transferase Inhibitors as Non-Peptidic CAAX Tetrapeptide Analogues
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Optimization of a novel series of 4-amino-phenyl piperazine derivatives has led to potent
inhibitors of FPTase both on isolated enzyme and on cell culture (i.e. compound 12d).

From Pure FPP to Mixed FPP and CAAX Competitive Bioors. Med. Chem. Lett. 13 (2003) 1459

Inhibitors of Farnesyl Protein Transferase
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Compound 3¢ was prepared and identified as a powerful inhibitor of FPTase, partially 3¢
competitive versus FPP and fully competitive versus dansyl-GCVLS.

Design, Synthesis, and Structure—Activity Relationship of a New Bioorg. Med. Chem. Lett. 13 (2003) 1463

Class of Amidinophenylurea-Based Factor VIIa Inhibitors
Otmar Klingler,>* Hans Matter,® Manfred Schudok,? S. Paul Bajaj,” Joerg Czech,® Martin Lorenz,?
Hans Peter Nestler,® Herman Schreuder® and Peter Wildgoose®
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The most potent compounds display K; values between 23 nM and 35 nM for factor VlIla. ﬁ/ \n,N\)LN)\©/Br
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Structure-Based Design of Inhibitors of Human L-Xylulose Bioorg. Med. Chem. Lett. 13 (2003) 1469

Reductase Modelled Into the Active Site of the Enzyme

Vincenzo Carbone,® Connie Darmanin,® Shuhei Ishikura,? Akira Hara® and Ossama El-Kabbani®*

aDepartment of Medicinal Chemistry, Victorian College of Pharmacy, Monash University, 381 Royal Parade, Parkville,
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Inhibitors of human L-xylulose reductase were designed based on a model of the enzyme/n-butyric
acid complex.
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Synthesis and Estrogen Receptor Binding Affinities of 7- Bioors. Med. Chem. Lett. 13 (2003) 1475

Hydroxy-3-(4-hydroxyphenyl)-4 H-1-benzopyran-4-ones Containing a Basic Side Chain
Young-Woo Kim,* James A. Mobley® and Robert W. Brueggemeier®*
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The synthesis of isoflavones 1 and their binding affinities for the estrogen receptors are reported. ‘

Bioorg. Med. Chem. Lett. 13 (2003) 1479

First Enantiodivergent Baeyer—Villiger Oxidation by
Recombinant Whole-Cells Expressing Two Monooxygenases from Brevibacterium

Marko D. Mihovilovic,* Florian Rudroff, Bernhard Miiller and Peter Stanetty
Vienna University of Technology, Institute of Applied Synthetic Chemistry, Getreidemarkt 9/163, A-1060 Vienna, Austria

Enantiodivergent Baeyer—Villiger oxidations of prochiral ketones with recombinant

Escherichia coli cells expressing two monooxygenases from Brevibacterium are reported. (o]
recombinant
whole-cells
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Bioorg. Med. Chem. Lett. 13 (2003) 1483

Phenylbutyrates as Potent, Orally Bioavailable Vitronectin

Receptor (Integrin av33) Antagonists
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A new series of potent, phenylbutyrate-based vitronectin receptor antagonists with excellent NGNS 0 Z
oral bioavailability (approximately 100% in rats) is described. | P H COH
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Synthesis and SAR of Bicyclic Heteroaryl Hydroxamic Acid

MMP and TACE Inhibitors
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Potent and selective bicyclic heteroaryl hydroxamic acid MMP and TACE inhibitors were synthesized HOHN X

by a novel convergent route. Selectivity and efficacy versus MMPs and TACE could be controlled by | _ B
appropriate substitution on the scaffolds and by variation of the P1’ group. Select compounds were N /\R

found to be effective in in vivo models of arthritis.
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Photo-Oxidation of Duplex DNA with the Stable Bioorg. Med. Chem. Lett. 13 (2003) 1491
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Oxyguanidines: Application to Non-peptidic Phenyl-Based Bioorg. Med. Chem. Lett. 13 (2003) 1495

Thrombin Inhibitors
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We report here novel non-peptidic phenyl-based, highly potent, highly selective and

orally bioavailable thrombin inhibitors exemplified by 11 using oxyguanidines as 0 H
guanidine-mimetics. OS B N NH
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