Graphical Abstracts
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Catechins: Radical Reaction Products of Epicatechin with Peroxyl Radicals
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Eight major reaction products (2-9) were isolated and identified from the oxidation reaction between e
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Epicatechin (1) and peroxyl radicals generated by thermolysis of the azo initiator azo-bis-isobutyrylnitrile : 0 o
(AIBN). Their structures were determined on the basis of detailed high-field 1D and 2D NMR spectral 1o O o ‘
analysis. The identification of these compounds confirmed that the B-ring is the initial site for formation of Y ‘Qw Q\MI

all these reaction products in the peroxyl radical oxidant system. 3 L o Lo
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Design and Synthesis of Highly Constrained Factor Xa Inhibitors:

Amidine-Substituted Bis(benzoyl)-[1,3]-diazepan-2-ones and Bis(benzylidene)-
bis(gem-dimethyl)cycloketones
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Compound 34 exhibited ~40 nN activity against Factor Xa, and good selectivity against thrombin, trypsin and
plasmin.
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Pyrrolidine Carbamate Nucleic Acids: Synthesis and DNA

Binding Studies
Meena and Vaijayanti A. Kumar*

Division of Organic Chemistry (Synthesis), National Chemical Laboratory, Pune 411008, India
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Synthesis, characterization and DNA binding studies of chiral Carbamate-PNA analogue o /‘k
with conformation of constrained flexibility. 0
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Cloning of Modular Type I Polyketide Synthase Genes from
Salinomycin Producing Strain of Streptomyces albus
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Synthesis and Antiprotozoal Evaluation of

Benzothiazolopyrroloquinoxalinones, Analogues of Kuanoniamine A
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Quinoeimines analogues of Kuanoniamine A were prepared and evaluated for their antiprotozoal properties. o)
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Synthesis and Cytotoxic Activity of Different Open

Indolocarbazole Alkaloid Analogues
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New Inhibitors of the Malaria Aspartyl Proteases Plasmepsin I and 11

énders Dahlgren,? Ingemar Kvarnstrém,® Lotta Vrang,” Elizabeth Hamelink,® Anders Hallberg,®
Asa Rosenquist®®* and Bertil Samuelsson®d-*

aDepartment of Chemistry, Linkoping University, S-581 83 Linkdping, Sweden R Q QH En R

®Medivir AB, Lunastigen 7, S-141 44 Huddinge, Sweden N

¢Department of Organic Pharmaceutical Chemistry, — H OpBrBn O

BMC, Uppsala University, Box 596, 0 o)( 0 —

S-751 24 Uppsala, Sweden >0 R ~O

dDepartment of Organic Chemistry, MeO N ~

Arrhenius Laboratory, Stockholm University, OpBrBn H OpBrBn ~ O OH Bn O

S-106 91 Stockholm, Sweden R = ll\l J\

°N °N R'

R,R'=aromatic and H  Opeen H

aliphatic side chains

Bioorg. Med. Chem. 11 (2003) 3439

Semisynthesis of Heterocyclic Analogues of Squamocin, a
Cytotoxic Annonaceous Acetogenin, by an Unusual Oxidative Decarboxylation Reaction
R. Duval, G. Lewin* and R. Hocquemiller
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Two couples of heterocyclic analogues of squamocin have been semisynthetised from derived a-ketoesters and 1,2-diamines, trough classical
condensation reactions or via an unusual condensation-oxydative decarboxylation process. In particular, benzimidazole analogue I exhibited
potent though significantly reduced cytotoxicity relatively to squamocin.
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Synthesis and Biological Evaluation of Novel Carbon-11-Labelled
Analogues of Citalopram as Potential Radioligands for the Serotonin Transporter
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ERg Ligands. Part 1: The Discovery of ERg Selective Ligands

which Embrace the 4-Hydroxy-biphenyl Template
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A systematic structure—activity relationship study within a series of 4-OH-biphenyls (4) revealed
compounds with ERP selectivity on the order of 20-70-fold.
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CP0569, A New Broad-Spectrum Injectable Carbapenem. Part 1:

Synthesis and Structure—Activity Relationships
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Compared with currently available B-lactams, CP0569 (1r) has stronger anti-MRSA and similar activity NHSONH,
against Gram-negative bacteria, including Pseudomonas aeruginosa. Furthermore, CP0569 (1r) is less

susceptible to porcine or mouse renal DHP-1 than clinically used injectable carbapenems, that is IPM, HO Lk M N s
PAPM, and MEPM. L N
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3D-QSAR of N-Myristoyltransferase Inhibiting Antifungal
Agents by CoMFA and CoMSIA Methods

P. Purushottamachar and Vithal M. Kulkarni*
Pharmaceutical Division, Institute of Chemical Technology, University of Mumbai, Matunga, Mumbai 400019, India

A 3D-QSAR study using COMFA and CoMSIA was performed on a series of benzofuran antifungals. " _

The results indicated the importance of steric, electrostatic, hydrogen bond donor and acceptor fields _/J ,X

for antifungal activity. o R1 X
H—r
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Synthesis and Properties of Oligo-2'-deoxyribonucleotides

Containing Internucleotidic Phosphoramidate Linkages Modified with Pendant Groups Ending
with either Two Amino Or Two Hydroxyl Functions
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We report single and multiple incorporations of phosphoramidate linkages, modified with pendant groups (R) Rp N> T
ending with either two amino or two hydroxyl functions, into triple helix forming oligonucleotides. Only the R I o o
modified phosphate groups with the Rp configuration are stabilizing the triplexes. The strongest stabilization _w
is obtained with the aminated compounds. 0
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Design of New [3;-Selective Adrenoceptor Ligands as Potential Bioorg. Med. Chem. 11 (2003) 3513

Radioligands for In Vivo Imaging
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A series of new 3-aryloxy-2-propanolamines and chain-elongated derivatives were synthe-

sized and tested as potential B;-selective adrenoceptor ligands. Nine of these compounds

showed an improved pB;-selectivity and affinity compared to the known B;-selective adreno- R,
ceptor antagonist, ICI 89,406 8i (R; =2-CN, nl =n2=0, R,=H). Most of these ligands can dni /\/NH NH

serve as precursors or reference counterparts of potential radioligands for the non-invasive in O/Y\NH \ n2

vivo imaging of B,-adrenoceptor density in the human heart using SPECT or PET relevant for  R7 & by

patients suffering from cardiac diseases like heart failure and ventricular arrhythmias.
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Synthesis and Antioxidant Activity Evaluation of Novel

Antiparkinsonian Agents, Aminoadamantane Derivatives of Nitroxyl Free Radical
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Synthesis and Structure—Activity Relationships of a New Set of
1,2,4-Triazolo[4,3-a]quinoxalin-1-one Derivatives as Adenosine Receptor Antagonists
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and Antonio Lucacchini®
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The synthesis and A, A,x and A; adenosine receptor binding activity
of some 2-phenyl-1,2,4-triazolo[4,3-a]quinoxalin-1,4-diones (series A)
and 4-amino-1-ones (series B), bearing simple substituents at different
positions of the benzofused moiety, are reported.
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